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(57) Abstract: Provided is a novel pest control agent, especially a bactericide or a nematicide. An alkynylpyridine-substi-
tuted amide compound represented by formula (I) or a salt thercof; and a pest control agent which contains the compound

or the salt. (In the formulae, G! represents a structure represented by G'-1, G'-3, G'-7 or the like; X' represents a halogen
atom, a trifluoromethyl group, a methylsulfonyl group or the like; X? represents a hydrogen atom, a fluorine atom or the
like; Y' represents a halogen atom or the like; each of Y?and Y? represents a hydrogen atom or the like; R! represents
a hydrogen atom, a fluorine atom, a methyl group, a methoxy group or the like, and R* represents a hydrogen atom, a
fluorine atom, a methyl group or the like, or alternatively, R' and R* combine with each other to form an ethylene chain,
thereby forming a cyclopropyl ring together with carbon atoms to which R' and R? are bonded; R represents a hydrogen
atom, a methyl group or the like; R* represents a hydrogen atom or the like; R’ represents a hydrogen atom or the like;

R® represents a phenyl group substituted by (Z)m, or the like; Z represents a halogen atom, a C;-C4 alkyl group, a C1-C4
haloalkyl group, a C1-Cy4 alkoxy group, a C;-Cy4 haloalkoxy group or the like; and m represents 1, 2, 3 or the like.)
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FIRREWIRA—TH, FLEEWIHEER>TWTH LW, fIZE7/)L40
AFYFY, s00XFYTFTY, DONAQAXFI)TY, JO/OOXFYT
V. 2,2,2-MN)7WFAOTFYTFVENEEBE LTEFON. &2 DI



WO 2018/003924 50 PCT/JP2017/023955

[0116]

[0117]

[0118]

EDRFRTHOHHETRIRIN D,

[C,~Co7IAF T (Cy~C)TILF )TV OREWE. TNENFIEDOR
RCHBIEEDC,~C, ZIAFUILL> T, RBERFICHES LEKERRTH
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OXFIZANKZILERT, 1.

G'-IV:6'-4 [T, X'EINAYFVYEFXIE N 740X FILEKRT,
1.

G'-V:G'-TRUGC'-8 [ZZ T, X' ENOFVEF. AFLXIIEN) 7104
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G'-VIII : G'-1 [2Z T, X'@ENOFVEFXIE M) Z7)bA0XFILEFRL
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GI-XIII: G'-9 [T T T XAV I7NAOAFIIEMN) Z)AOXFIL%E
KLU RTEAFILERT, ],

GT-XIV:G1-10 [T T, X'EXAFI, TFIARIERNY Z)bA0XFILEK
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G'-XV:G'-1RVGC-12 [T T XTI 7)AaXFIIE N 7040
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[$&1-1]
Bk F1Fk (BrE)
G! R' ~R* R® G! R!~R* RS
G'-1 R-1 RE-VII G'-VI R-V RY9-V1
G-I R-I R®-VIII G'-VI RV RO-VII
G'-1 R-1 RE-XIV G1-VI R-V RE-VIIL
G-I R-1 RE-XV G-Vl R~V RE-TX
G'-1 R-11 RE-VII G'-VI R-V RO-X
G'-1 R-11 RE-VIII G -VI R-v RO-XI
G'-1 R-11 R®-XIV G!-VI R-V R®-XII
G-I R-11 RO -XV G'-vI R~V RO-XII1
G'-1 R-111 RE-VII G1-VI R-VI R®-VII
G1-1 R~II1 RO-VIII G'-vI R-VI R®-VIII
G'-1 R-IT1 RO-X1V G'-vI R-VII RE-VII
Gl-1 R-111 RO -XV G-Vl R-¥1I RO-VIII
G'-1 R-1¥ RO-VII G1-VI R-VIII RE-VII
G611 R-1v RO-VIIT G'-VI R-VIII RE-VIII
G-] R-1V RO-X1IV G-Vl R-1X R®-VII
G'-1 K-1V RO -XV G1-VI R-IX R®-VIII
G'-1 R-V RO-1 G'-VI R-X R®-VII
G-I R-V RO-11 Gi-VI R-X R®-VIII
G'-1 R-Y RO-111 G'-vI R-X1 R®-VII
G'-1 R-V RE -1V G'-VI R-X1 RO-VIII
G'-1 R-V R® -V G-V R-X1I1 R®-VII
G'-1 RV RO-VI G'-VI R-X11 RO-VIII
G'-1 R-V RE-VII G-Vl R-XIII R®-VII
G'-1 R-V RE-VIILI G1-VI R-XTII RO-VIII
G'-1 R-Y RO-IX G-Vl R-XIV R®-1
G-I R-V R®-X G'-VI R-XIV RE-IT
G'-1 R~V RE-XI G-Vl R-X1IV RE-TV
G'-1 R-vV R-XII G'-VI R-XTV RE-VI
G-I R-vV RO-XTIII G'-VI R-XIV RE-VII
G'-1 R-V R°-XTV G'-VI R-X1V RO~-VIII
G-I R-V RO-XV G'-VII R-1 Re-VII
Gi-1 R-VI RE-VII G1-vII R-1 R®-VIII
G'-1 R-VI RP-VIII G'-VII R-I1 RO-VII
G'-1 R-VI R®-XIV G!'-VII R-I1 RP-VIIT
G'-1 R-VI R®-XV G -VIT R-I11 RO-VII
G'-1 R-VII RE~-VII G!-VII R-I11 R®-VIII
G'-1 R-VII RE-VIII G1-VII R-1V RE-VII
G' -1 R-VI1 RE-XIV G!'-VII R-1V RO-VIII
G'-I R-VII RE-XV G'-VII R-V R®-1
G-I R-VIIL RE-VII G'-VII R-V RE-11
G-I R-VIII RE-VITI GH-VIT R-V RE-111
G1-1 R-1X RO-VII G'-VII R~V RE-TV
G'-1 R-IX RO-VIII G'-VIT R-V R®-V
G'-1 R-X R8-VII G'-VII R~V RO-VI
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[0139] [5&1-2]

G-I R-X RE-VITI G'-VII R~V R®-VII
G'-1 R-X1 R®-VII G1-VII R-V RO-VIII
G-I R-XI RE-VITI G'-VIL R-VI RE-VII
G'-1 R-Xil R-VII Gl-VIl R-VI RO-VIII
Gl-1 R-XII RE-VITI G'-VII R-VII R®-VII
G'-T1 R-XI11 R®-VII G!'-VII R-VII RO-VIIT
G'-1 R-XT11 RE-VIII G'-VII R-VIII RO-VII
G'-1 R-XIV RE-1 G!-VII R-VIII RO-VILI
G'-1 R-XIV RO-TI Gl-VIL R-1X RE~VIL
G'-1I R-XIV RE-IV G!'-VII R-1X R8-VIII
G'-1 R-XIV RO-VI G!-viI R—X RE-VII
G'-1 R-XIV RE-VII G'-VII R-X R®-VIII
G'-1 R-XIV RE-VILI G!'-VIL R-XI RO-VII
G'-II R-1 RE-VII Gl-vII R-XI RO-VILI
G'-T1I R-1 RE-VIII G'-vVIIL R-XIT RO-VII
G'-11 R-1 RE~XIV G!-VIT R-XI1 RO-VIII
G'-1T R-1 RE-XV G'-VIIL R-XIII RO-VII
Gl'-11 R~I1 RE-VII G1-VII R-XII1 RO-VIII
G'-11 R-11 RE-VIII G!'-VIIL R-X1V RO -1
G'-11 R-I1 RE-XIV G1-VII R-X1V RO-II
G'-TI R-1I1 RE-XV G'-VII R-X1IV RO -1V
Gr-I1 R~1I1 RE-VII G1-VII R-XIV RO-VI
G'-11 R-T11 RO-VIII G'-VII R-X1IV RO-VII
G1-TI R-111 RE-X1V G'-VII R-XIV RE-VIII
G'-11 R-T11 RE-XV G'-VIIE R-1 RO-VII
G'-11 R-1V RO-VII G'-=VIII R-1 RO-VIII
G'-11 R-TV RE-VITI G'-VIII R-11 RO-VII
G'-II R-1V RE-X1V G'-VIII R-I1 R®-VIII
G'-11 R-1V R®-XV GP-VILE R-I11 R¥-VII
GI-11 R-V RE~1I GI-VITI R-IT1 RE-VIII
G'-11 R-V RE-11 G'-VIII R-1V Ro-VIT
G'-11 R-V RE-I11 G'-VITI R-1IV RO-VIII
G'-1T R-V R-IV G'-VIIT R-V R®-1
G'-11 R-V RO-V GP-VIII R-V RE-11
G'-11 R-V RE-VI G'-VIII R-V R®-T111
G1-11 R-V R°-VII G'-VIII R-V RE-1V
G'-11 R-V RE-VIII G'-VIII R-V RE-V
G1-11 R-V R-TX G'-VIII R-V R&-VI
G'-11 R~V RE-X Gr-VIII R~V RE-VII
G'-11 R-V R®-XI G'-VIII R-V R®-VIIL
G'-11 R-V R®-XII G'-VIiI R~V R®-X
G'-11 R-V RO-XIII G'-VIII R-Vi RE-VIT
G'-1I R~V RO-XIV Gr-VIII R~V1 RE-VIII
G'-I1 R-V RO-XV G'-VIII R-VII R®-VII
G'-T1 R-VI RE-VII G'-VIIT R-VII RE-VIII
G =11 R-VI RE-VIII G'-VIII R-VIII R®-VII
G'-11 R-VI RE-XTV G'-VIII R-VIII RE-VIIIL
G'-1I1 R-VI RE-XV G'-VIII R-XI RO-VII
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G'-1I1 R-VIi R®-VII GI-VITT R-X1 RE-VITIT
G'-1I R-VII RE-VIIE G'-IX R-1 RE-VII
G'-11 R-VII Re-XIV GI-IX R-1 RO-VIII
G'-11 R-¥II RE-XV G1-IX R-11 Re®-VII
G1-11 R-VIT1 R®-VII G -TX R-11 RE-VIII
G!-11 R-Vill RO-VIII G'-TX R-111 R®-VII
G'-T1 R-IX RE-VII G'-1X R-111 RE-VIIT
G!'-11 R-1IX RO6-VIII G'-IX R-1V R®-VII
G'-11 R-X R®-VII G!-1X R-1IV RE-VITI
G-I R-X R®-VILL G'-1X R-V R®-1
G'-11 R-XI RE-VII G'-1X R-V RO-TI
G'-11 R-XI RE-VIII G1-1X R-V RE-II1
G'-1I R-XI1 R®-VII G1-1IX R-V R®-1V
G'-1II R-X11 RO-VIII G1-1X R-V RE-V
GI-TT R-XI11 RE-VII 611X R-V R®-VI
G'-1I R-XI11 RE-VIII G!1-TX R~V R®-VII
G'-1I R-XIV RO-1 G1-1IX R-V RE-VIII
G'-1I R-X1V RE-11 G1-1IX R-V R®-X
Gi-TI1 R-XIV RO -1V G1-1X R-V1 RE&-VII
G'-1I R-XIV RE-VI G'-1X R-V1 RF-VITL
G1-11 R-XIV RO-VII G1-1IX R-VIT RE-VII
G'-11 R-XIV RO-VIII G'-1IX R-VI11 RO-VIIL
G'-I11 k-1 REO-VII G'-X R-I R®-VII
G'-111 R-1 RE-VIIL G'-X R~I R®-VIII
G!'-1II R-1 RE-XTV G!'-X R-I1 R®-VII
G'-III R-1 R®-XV G'-X R-I1 RO-VIII
GI-TII R-IX RO-VII Gi-X R-T11 RE-VI1I
G-1T1 R-1X RE-VIIT GH-X R-I11 R®-VIII
GI-1I1 R-I1 RO-VII Gi-X R-IV RE-VII
G111 R-11 RO-VIIL Gh-X R-IV RE-VIIT
G'-I11 R-T1 RA-XTIV G -X R-V Re-1
G'-III R-I1 RE-XV Gi-X R-V RE-11
G111 R-T11 R®-VII Gi-X R-V R®-I11
G'-111 R-111 R-VITI Gi-X B-V Re-1V
G'-11T R-111 R®-XIV G'-X R-V RE-V
G'-111 R-111 RE-XV G1-X R-V RE-VI
GI-TIT R-1IV R®-VII G'-X R-V RE-VII
GI-1II R-1V R-VIII G'-X R-V R®-VIII
G'-IIT R-1V R®-X1Y G1-X R-V R®-X
G'-III R-1V RE-XV G1-X R-V1 R®-VII
G'-T11 R-V R®-1 G'-X R-VI R®-VIII
G'-II1 R-V RE-IT GiI-X R-VII Re-VII
G'-I1I R-V RE®-111 G'-X R-VII R®-VIIT
G'-111 R~V Ré-1V G1-X R-VIII R®-VII
G'-IIT R-V RO~V G1-X R-VIII R®-VIII
G'-111 R-V RE-VI] G!-X R-X1 R®-VII
G'-I11 R-V RE-VI1 G-X R-X1 R®-VIII
G'-111 R~V RE-VIII G'-XI R-1 RE-VII
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G'-111 R-V R®-1IX G1-XI R-1 RO-VIII
G'-111 R-¥ R®-X G1-XI R-11 RO-VII
G!-111 R-V R®-XI G-XI R-11 R®-VIIIL
G'-111 R-¥ Re-XII G1-XI R-1II1 RE-VII
G1-111 R-V RO-XITI G'-XI R-111 Re-VIIIL
G'-111 R-¥ R&-XIV G1-XI R-1V RE-VII
G -T1T R-V RO-XV G1-XI R-1V RE®-VIILI
G'-111 R-¥1 R#~VII G'-XI R-V RO-T
GI-111 R-VI RP-VIIT G'-XI R-vV R®-11
G111 R-¥1 R®-X1V G'-XI R-V R6-TII
GI-1T1 R-VI R5-XV G!'-X1I R-V RE-TV
Gl-111 R-VI1 R®-VII G!'-XI RV RO~V
GI-T11 R-VII R®-VIII G!'-XI R-v RE-VI
G!-111 R-VII RE-XIV G!'-XI R-V RO-VIIT
G1-TT11 R-VII RE-XV G'-XI R~V RO-VIIL
GH-111 R-VIII RE-VIIL G!-XI R-V RE~X
G1-111 R-VIII RE-VIII G1-XX R-v1 R°-VII
G111 R-X RE-VII G!-XI R-VI RO-VIII
G1-TI1 R-X RE-VIIT Gl1-X1 R-VII R8-VII
G!-I11 R-X1 RE-VII G1-X1 R-VII RO-VIII
G'-11T R-X1 R®-VIII G'-X1 R-VIII RO-VII
G!'-III R-XII R®-VII G'-XI R-¥III RO-VIII
G'-T11 R-X1I RE-VIII G'-X1I R-X1 R9-VII
G!'-III R-XITI RO-VII G1-XI R-%1 RO-VIII
G'-T11 R-XII1 RO-VIII G'-XII R~-1 RE-VII
G'-III R-XIV RO-1 G1-XT11 R-1 RO-VIII
G'-1I1 R-XIV RE-11 Gl-XII R-11 R®-VII
G'-III R-XIV RO-1V G'-XIT R-11 RO-VIII
G'-T11 R-XIV RO-VI G1-XI1 R-111 R®-VIL
G111 R-XIV RE-VII GI-XI1 R-T11 RE-VIII
G'-T1I R-XIV RO-VIII G1-XI1 R-IV RE®-VII
G'-1V R-1 RE-VII G1-XI1 R-1V R®-VIII
G'-1V R-1 RO-VIII G!-XII R~V R®-1
G'-1IV R-1 RO-XIV G'-XII R-v R®~-II
G'-1V R-1 RE-XV GP-XII R-v R®-111
G'-1V R-11 R®-VIL G'-XII R-V RE~TV
G'-1v R-1I R®-VIII G1-XII R-V ROV
G'-1v R-11 R°-XIV G!'-XII R-v RE-VI
G-IV R-11 RE-XV G1-XII R-v RE-VIT
G'-1v R-111 RE-VI1 G'-XIT R-V RO-VIII
G-IV R-I1I RO-VIII G1-XII R-V RE-X
G'-1V R-T11 RO-XIV G'-XII R-VI RO-VII
Gl-1v R-ITI RO -XV G!-XI1 R-VI RE-VIIIT
Gl-1v R-1V RE-VII G'-XII R-VII RO-VII
G'-1V R-1IV RE-VIII Gr-XII R-VYII RE6-VIIT
G!'-1v R-1V RE-XIV G'-XII R-VIII RO-VII
Gl-1V R-1V RE-XV G'-XII R-VI11 Re-VIII
G-IV R-V RE®-I G!-X1T R-XI RE-VII
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Gl-TV R-V Ré-T1 Gl-XII R-XI R®-VIII
G-IV R~V RO-TII G'-X111I R-1 R®-VII
G'-TV R-V RE-TV G!-XI11 R-1I RO-VIIT
G-IV R~V R~V G'-XIT1 R-11 R¥-VII
G'-1V R-V RE-VI G!-XI11 R-11 RO-VITIL
G-IV R-V R6-VII G'-X111 R-T11 RE-VII
G-IV R-V R®-VIII G'-XI11 R-I1I RO-VITI
G-IV R-V R°-1X G1-XIT1 R-1V R®-VII
G-IV R-V R®-X G'-XI1I R-TV Rf-VIII
G-IV R-V RE-XI G'-XIT1 R-V R®-1
G1-TV R-V R®-XII G!'-X1II R-V Re-TII
G-IV R~V RE-XIII G'-X111 R-v RE-IV
G'-1v R-V RE-XIV G'-X1I1 R-V RO-VI
G-IV R-V RE-XV G'-XIII R-V RE-VIL
G'-TY R-VI RE-VII G'-Xili R-V RE-VIII
G-IV R-VI RO-VIII G'-XIII R-vI R-VII
G-IV R-VI RE-XIV G'-XiI1 R-VI RE-VIII
G-IV R-VI RO -XV G'-X111 R-VII RE-VII
G'-1v R-¥I1 RE-VII G'-XIT1 R-VII RE-VIII
G'-IV R-VII RO-VIIT G!-X1V R-1 RE-VII
G-IV R-VI1I RO-XIV G1-X1V R-1 R®-VIII
G'-1IV R-VII RO-XV G -X1V R-1I RE-VII
G'-TV R-VIII RO-VIT G1-X1V R-1I R®-VII]
G'-1v R-VIil RE-VIII Gt -XIV R-II1 R®-VII
G'-TV R-1X RE-VII G1-X1V R-II1 R®-VITI
G'-1v R-1X R®-VIII GI-XIV R-1V RO-VII
G'-1v R-X R®-VII Gr-X1V R-1V R®-VIII
G'-1v R-X RE-VIII G'-XIV RV R5-1
G'-TV R-X1 RE-VII GU-XTV R~V RO-11
G'-1v R-XI RE-VIII G'-XIV R-V RE-1V
G'-TV R-X11 RE-VII Gl-XIv R-V RO-VI
G'-1v R-XII RE-VIII G'-XIV R-V RE-VII
G'-1V R-XII1 RO-VII G!-XIV R-¥ RO-VIII
Gr-1v R-XI1I R®-VIII G!-XIV R-VI RE-VII
G'-1V R-XIV Re-I G1-XTV R-Vi RO-VIII
G'-1v R-XIV RO-11 G -XIV R-Vil RE-VII
G'-1V R-XIV RO-TIV G'-XIV R-VII RE-VIII
G'-1v R-X1IV R®-VI G'-XY R-1 RO-VII
G'-1v R-XIV RE-VII Gl-XV B-1 RO-VIII
GI-1v R-X1V RE-VIII G1-XY R-11 RO-VII
G'-¥ R-1 RE-VII G-XV R-11 RE-VIII
G-V R-1 RE-VIII G'-XV R-111 RE-VII
G'-V R-1I RE-XIV G'-XV R-111 RE-VIII
G-V R-1 R&-XV G1-XV R-1v R®-VII
G-V R-II RE-VII G!1-XV R-TV RE-VITI
G-V R-11 R6-VIIIL G'-XV R~V R-1I
G-V R-11 RO -XIV Gl-XV R—V Ré-11
G'-v R-11 RE-XV G'-XV RV RE-1IV
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G-V R-III RY-VII G1-XV R~V R®-VI
G'-v R-1I1 R8-VIII G -XV R-V RO-VII
G'-v R-1II1 RE-XIV G-XV R-V R®-VIII
G-V R-TTI R®-XV GT-XV R-V1 RO-VII
G-V R-1V R®-VII GH-XV R-V1 RO-VILI
G-V R-1V R-VIII Gl-Xv R-VII R®-VII
G'-v R-1V RE-X1V GE-XV R-VI1 RO-VIII
G-V R-1V RO-XV G -XVI R-1 RO-VII
G-y R-v R°-1 G -XVI R-1 RO-VIII
G-V R-V RO-11 G1-XV1 R-11 RO-VII
Gl-y R-V RO-I11 GH-XVi R-11 RE-VIII
G-V R-V RO-1IV G1-XVI R-T11 RO-VII
G'-v R-V RO-V G -XVI R-111 Ro-VIII
G-V R-V Re-VI G1-XVI R-1V R®-VII
G-y R-V RO-VII G!-XVi R-1V Ro-VIIT
G-V R-V RO-VIIL G1-XVI R-v R®-1
Gl-v R~V RO-IX GF-XVI R-V R-11I
G-y R~V RO-X G'-XVI R-V RE-1V
G-V R-V R®-XI Gl-XVi R-V R®-VI
G-V R-V RO-XII G'-XV1I R-V R®-VII
G-V R-V RE~XIIX GE-XVI R-V RE~-VIII
G-y RV RO-X1V G'-XVI R-V1 R®-VII
Gl-v R-V RO-XV GF-XVI R-v1 R®-VIII
G-V R-VI Re-VII G'-XVI R-VII R®-VII
Gl-v R-vVI RO-VIIX Gi-XVI R-v1iI RO-VIII
G-y R-VI RE-X1V G1-XVII R-I RO-VII
G-y R-VI RO-XV GP-XVII R-1 RE®-VIII
G-y R-VII RO-VII G'-XVII R-11 R®-VII
G-V R-VII RO-VIII G'-XViI R-I1 R®-VIII
G-y R-VII R®-X1IV G'-XVII R-I11 R®~VII
G-V R-VII RO-XV GP-XViT R-IT1 R®-VIII
G-y R-VIII RE-VII G'-XVII R-IV RO -VII
G-V R-VIII RO-VIII G1-XVII R-IV RE®-VIII
G-V R-1X RO-VII G'-XVII R-V RE-T
G-V R-IX RO-VIII G-XVIIT R-V RE-11
G-y R-X RO-VII G'-XVII R-V RE-TV
G'-v R-X RO-VIII G'-XVII R-V R®-VI
G-y R-XI R®-VII G'-XVII R~y RE-VII
G-y R-XI RE-VIII G!1-XVII R-V RO-VIII
G-V R-XII RO-VII G1-XVI1 R-VI RO-VII
G'-v R-XII R®-VILI Gl-XVII R-VI RO-VIII
G-V R-XIII RO-VII Gl1-XVII R-V1I RO-VIT
G1-v R-XITI1 Re-VIIL Gl-XVI1 R-VII RY-VIIL
G-V R-X1V RO-T G'-XVIII  R-I RE-VII
G-V R-XIV Re-11 G!'-XVIII R-I R%-VIIL
G-V R-X1V RO-TV G'-XVIIT  R-1I R-VII
G-V R-XIV RE-V1 G'-XVIIT  R-11 RO-VIII
G-V R-X1V RO-VII G'-XVIII R-1II R®-VII
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Gl-v R-X1V RO-VIII G!-XVIII R-III RE-VIII
G1-VI R-1 R®-VII G'-XVITI R-TV RO-VII
Gl1-VI R-1 RO-VIII G'-XVIII R-1IV RO-VIII
G'-VI R-1II RE-VII G'-XVIII R~V R-1
Gl-VI R-I1 RE-VIIT G'-XVIIL R~V RO-11
G1-VI R-111 RE-VII GL-XVIII R-V R®-TV
1-v1 R-111 RE-VITI G'-XVIII R-V RO -VI
G'-VI R-1V RE-VII G'-XVIII  R-V RE-VII
G'-VI R-IV RE-VIIT G'-XVIII R-V RE-VIII
G1-VI R-V Re~1 G'-XVIII R-V R-X
G!-vI R-V RE-TI G'-XVIII R-VI R®-VII
T-yy R~V RE-111 G'-XVIII R-VI 8-VIII
G1-VI R-V RE~-TV GH-XVILI  R-VII RE-VII
G'-VI R~V R®-V G'-XVIII R-VII RE-VILI

X (I) TRINZEEMOS BT, BMINEBEE LTE. AIXE. 7 vibK
REE. REE. RILKFRE. KEKRBEONOT VILKRBOIR, HEE. W
B, IHER. 1BFREE. BIEFRBEOEBBOIEB. XSV ZAILKVE, TH4VR
IWRVER, M)A OAIVRIVEVEE, RVYEVZIVKRVEE p-bLI
VRIKRVBEORIVKRVEOER., ¥, BB, oAV M) TS
OFEE. 7 < — LB, SEAEE. B8, <L/ VB ) I8 aNIB =
REM., <UFIEB. 7XI)EVEE B JILIVE VI VBEOA
IWRVEBBDEIG TSI VB, FRNRSFUVBEDT7 I /BOESHETS
bnhd,

X (I) TRINZEEMOSET, €BEE LT, FIAIE VFT LA,
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BAMEMERKR L. BAMICHZIE. UTOBEIDEFONBZH, ME
MOEGEBFIEINODAICREINS EDTIEMRL,

Taphrina spp. (Taphrina deformans. T. pruniZE) . Pneumocystis spp.
. Geotrichum spp.. Candida spp. (Candida albicans, C. sorbosaZs) . Pi
chia spp. () Zz EPichia kluyveriZ) . Capnodium spp.. Fumago spp.. Hy
pocapnodium spp.. Cercospora spp. (Cercospora apii, C. asparagi, C. b
eticola., C. capsici, C. carotae. C. kaki. C. kikuchii, C. zonataZk)

. Cercosporidium spp.. Cladosporium spp. (Cladosporium colocasiae, C.
cucumerinum, C. variabileZ) . Davidiella spp.. Didymosporium spp..
Heterosporium spp. (Heterosporium alliiZE) . Mycosphaerella spp. (Myc
osphaerella arachidis, M. berkeleyi, M. cerasella, M. fijiensis, M. f
ragariae, M. graminicola, M. nawae., M. pinodes, M. pomi, M. zingiberi
sZ) . Mycovellosiella spp. (Mycovellosiella fulva, M. nattrassiiZf)
. Paracercospora spp. (Paracercospora egenulaZf) . Phaeoisariopsis sp
p.. Phaeoramularia spp.. Pseudocercospora spp. (Pseudocercospora abel
moschi, P. fuligena, P. vitisZ) . Pseudocercosporella spp. (Pseudoce
rcosporella capsellaeZ) . Ramichloridium spp.. Ramularia spp.. Septo
gloeum spp.. Septoria spp. (Septoria albopunctata, S. apiicola, S. ch
rysanthemella, S. helianthi, S. obesaZ) . Sphaerulina spp.. Aureobas
idium spp.. Kabatiella spp.. Plowrightia spp.. Stigmina spp.. Elsinoe
spp. (Elsinoe ampelina, E. araliae. E. fawcettiiZF) . Sphaceloma spp

(Sphaceloma caricaeZ) . Ascochyta spp. (Ascochyta pisiZE) . Coryne
spora spp. (Corynespora cassiicolaZ) . Leptosphaeria spp. (Leptospha
eria coniothyrium, L. maculansZ) . Saccharicola spp.. Phaeosphaeria
spp.. Ophiosphaerella spp.. Setophoma spp.. Helminthosporium spp.. Al
ternaria spp. (Alternaria alternata, A. brassicae, A. brassicicola, A
. citri, A, dauci, A, helianthi, A. japonica, A. kikuchiana, A. mali

. A. panax. A. porri. A, radicina. A. solaniZ) . Bipolaris spp. (Bip
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olaris sorghicolaZ) . Cochliobolus spp. (Cochliobolus heterostrophus
. C. lunatus, C. miyabeanusZ) . Curvularia spp. (Curvularia genicula
ta. C. verruculosaZf) . Drechslera spp.. Pleospora spp. (Pleospora he
rbarumZE) . Pyrenophora spp. (Pyrenophora graminea, P. teresZ) . Set
osphaeria spp. (Setosphaeria turcicaZ) . Stemphylium spp. (Stemphyli
um botryosum, S. Llycopersici. S. solani. S. vesicariumZ) . Fusicladi
um spp.. Venturia spp. (Venturia carpophila, V. Inaequalis. V. nashic
ola, V. pirinaZ) . Didymella spp. (Didymella bryoniae, D. fabaeZs)

. Hendersonia spp.. Phoma spp. (Phoma erratica var. mikan, P. exigua

var. exigua., P. wasabiaeZF) . Pyrenochaeta spp. (Pyrenochaeta lycoper
siciZE) . Stagonospora spp. (Stagonospora sacchariZf) . Botryosphaeri
a spp. (Botryosphaeria berengeriana f. sp. piricola, B. dothideaZk)

. Dothiorella spp.. Fusicoccum spp.. Guignardia spp.. Lasiodiplodia s
pp. (Lasiodiplodia theobromaeZs) . Macrophoma spp.. Macrophomina spp.
. Neofusicoccum spp.. Phyllosticta spp. (Phyllosticta zingiberisZf)

. Schizothyrium spp. (Schizothyrium pomiZ) . Acrospermum spp.. Lepto
sphaerulina spp.. Aspergillus spp.. Penicillium spp. (Penicillium dig
itatum, P. italicum, P. sclerotigenumZ) . Microsporum spp.. Trichoph
yton spp. (Trichophyton mentagrophytes. T. rubrumZ) . Histoplasma sp
p.. Blumeria spp. (Blumeria graminis f. sp. hordei, B. g. f. sp. trit
iciZ) . Erysiphe spp. (Erysiphe betae., E. cichoracearum, E. c. var.

cichoracearum, E. heraclei, E. pisiZE) . Golovinomyces spp. (Golovino
myces cichoracearum var. latisporusZ) . Leveillula spp. (Leveillula

tauricaZs) . Microsphaera spp.. Oidium spp. (Oidium neolycopersiciZ

) . Phyllactinia spp. (Phyllactinia kakicola, P. mali, P. moricolaZs

) . Podosphaera spp. (Podosphaera fusca, P. leucotricha, P. pannosa.

P. tridactyla var. tridactyla. P. xanthiiZ) . Sphaerotheca spp. (Sph

aerotheca aphanis var. aphanis, S. fuligineaZ) . Uncinula spp. (Unci
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nula necator. U. n. var. necatorZ) . Uncinuliella spp. (Uncinuliella
simulans var. simulans, U. s. var. tandaeZ) . Blumeriella spp. (Blu
meriella jaapiiZE) . Cylindrosporium spp.. Diplocarpon spp. (Diplocar
pon mali, D. mespili, D. rosaeZ) . Gloeosporium spp. (Gloeosporium m
inusZ) . Marssonina spp.. Tapesia spp. (Tapesia acuformis, T. yallun
daeZ) . Lachnum spp.. Scleromitrula spp.. Botryotinia spp. (Botryoti
nia fuckelianaZs) . Botrytis spp. (Botrytis allii. B. byssoidea, B. ¢
inerea, B. elliptica, B. fabae. B. squamosaZs) . Ciborinia spp.. Grov
esinia spp.. Monilia mumecola. Monilinia spp. (Monilinia fructicola.
M. fructigena. M. laxa. M. mali. M. vaccinii-corymbosiZf) . Sclerotin
ia spp. (Sclerotinia borealis, S. homoeocarpa, S. minor. S. sclerotio
rumZs) . Valdensia spp. (Valdensia heterodoxaZ) . Claviceps spp. (Cl
aviceps sorghi, C. sorghicolaZ) . Epichloe spp.. Ephelis japonica., V
illosiclava virens, Hypomyces spp. (Hypomyces solani f. sp. mori, H.
s. f. sp. pisiZ) . Trichoderma spp. (Trichoderma virideZs) . Calonec
tria spp. (Calonectria ilicicolaZ) . Candelospora spp.. Cylindrocarp
on spp.. Cylindrocladium spp.. Fusarium spp. (Fusarium arthrosporioid
es, F. crookwellense, F. culmorum, F. cuneirostrum, F. oxysporum, F.
o. f. sp. adzukicola, F. o. f. sp. allii, F. o. f. sp. asparagi, F. o
f. sp. batatas, F. o. f. sp. cepae, F. o. f. sp. colocasiae, F. o.
f. sp. conglutinans, F. o. f. sp. cubense, F. o. f. sp. cucumerinum
. F. o. f. sp. fabae, F. o. f. sp. fragariae. F. o. f. sp. lactucae,
F. o. f. sp. lagenariae, F. o. f. sp. Llycopersici, F. o. f. sp. melon
genae, F. o. f. sp. melonis, F, o, f. sp. nelumbinicola, F. o. f. sp.
niveum, F. o. f. sp. radicis—lycopersici, F. o. f. sp. raphani, F. o
f. sp. spinaciae, F. sporotrichioides, F. solani, F. s. f. sp. cucu
rbitae, F. s. f. sp. eumartii, F. s. f. sp. pisi. F. s. f. sp. radici

colaZs) . Gibberella spp. (Gibberella avenacea, G. baccata. G. fujiku
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roi. G. zeaeZ) . Haematonectria spp.. Nectria spp.. Ophionectria spp
.. Caldariomyces spp.. Myrothecium spp.. Trichothecium spp.. Verticil
Lium spp. (Verticillium albo-atrum, V. dahliae. V. longisporumZ) . C
eratocystis spp. (Ceratocystis ficicola, C. fimbriataZs) . Thielaviop
sis spp. (Thielaviopsis basicolaZ) . Adisciso spp.. Monochaetia spp.
. Pestalotia spp. (Pestalotia eriobotrifoliaZ) . Pestalotiopsis spp.
(Pestalotiopsis funerea, P. longiseta, P. neglecta, P. theaeZ) . Ph
ysalospora spp.. Nemania spp.. Nodulisporium spp.. Rosellinia spp. (R
osellinia necatrixZ) . Monographella spp. (Monographella nivalisZf)
. Ophiostoma spp.. Cryphonectria spp. (Cryphonectria parasiticaZs) .
Diaporthe spp. (Diaporthe citri, D. kyushuensis, D. nomurai., D. tanak
aeZs) . Diaporthopsis spp.. Phomopsis spp. (Phomopsis asparagi. P. fu
kushii, P. obscurans, P. vexansZs) . Cryptosporella spp.. Discula spp
(Discula theae-sinensisZ) . Gnomonia spp.. Coniella spp.. Coryneum
spp.. Greeneria spp.. Melanconis spp.. Cytospora spp.. Leucostoma sp
p.. Valsa spp. (Valsa ceratospermaZs) . Tubakia spp.. Monosporascus s
pp.. Clasterosporium spp.. Gaeumannomyces spp. (Gaeumannomyces gramin
isZ) . Magnaporthe spp. (Magnaporthe griseaZ) . Pyricularia spp. (P
yricularia zingiberisZ) . Monilochaetes infuscans, Colletotrichum sp
p. (Colletotrichum acutatum, C. capsici. C. cereale, C. destructivum
. C. fragariae, C. lindemuthianum, C. nigrum, C. orbiculare, C. spina
ciaeZ) . Glomerella spp. (Glomerella cingulataZ) . Khuskia oryzae.
Phyllachora spp. (Phyllachora pomigenaZ) . Ellisembia spp.. Briosia
spp.. Cephalosporium spp. (Cephalosporium gramineumZ) . Epicoccum sp
p.. Gloeocercospora sorghi. Mycocentrospora spp.. Peltaster spp. (Pel
taster fructicolaZ) . Phaeocytostroma spp.. Phialophora spp. (Phialo
phora gregataZs) . Pseudophloeosporella dioscoreae, Pseudoseptoria sp

p.. Rhynchosporium spp. (Rhynchosporium secalisZ) . Sarocladium spp.
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[0149]

. Coleophoma spp.. Helicoceras oryzaeZMDFEEFY (Ascomycota) HZE,
Septobasidium spp. (Septobasidium bogoriense. S. tanakaeZ) . Helic
obasidium spp. (Helicobasidium longisporum®) . Coleosporium spp. (Co
leosporium plectranthiZ) . Cronartium spp.. Phakopsora spp. (Phakops
ora artemisiae, P. nishidana, P. pachyrhiziZ) . Physopella spp. (Phy
sopella ampelopsidisZ) . Kuehneola spp. (Kuehneola japonicaZk) . Phr
agmidium spp. (Phragmidium fusiforme. P. mucronatum, P. rosae-multifl
oraeZs) . Gymnosporangium spp. (Gymnosporangium asiaticum, G. yamadae
Z) . Puccinia spp. (Puccinia allii, P. brachypodii var. poae-nemoral
is, P. coronata, P. c. var. coronata, P. cynodontis, P. graminis, P.
g. subsp. graminicola, P. hordei, P. horiana, P. kuehnii, P. melanoce
phala, P. recondita, P. striiformis var. striiformis, P. tanaceti var
tanaceti. P. tokyensis, P. zoysiaeZE) . Uromyces spp. (Uromyces pha
seoli var, azukicola, U. p. var. phaseoli, Uromyces viciae-fabae var.
viciae-fabaeZ) . Naohidemyces vaccinii, Nyssopsora spp.. Leucoteliu
m spp.. Tranzschelia spp. (Tranzschelia discolorZs) . Aecidium spp..
Blastospora spp. (Blastospora smilacisZ) . Uredo spp.. Sphacelotheca
spp.. Urocystis spp.. Sporisorium spp. (Sporisorium scitamineumZ§)
. Ustilago spp. (Ustilago maydis, U. nudaZf) . Entyloma spp.. Exobasi
dium spp. (Exobasidium reticulatum, E. vexansZ) . Microstroma spp..
Tilletia spp. (Tilletia caries. T. controversa. T. laevisZ) . Iterso
nilia spp. (Itersonilia perplexansZ) . Cryptococcus spp.. Bovista sp
p. (Bovista dermoxanthaZs) . Lycoperdon spp. (Lycoperdon curtisii, L.
per latumZ) . Conocybe spp. (Conocybe apalaZF) . Marasmius spp. (Mar
asmius oreadesZ) . Armillaria spp.. Helotium spp.. Lepista spp. (Lep
ista subnudaZs) . Sclerotium spp. (Sclerotium cepivorumZ) . Typhula
spp. (Typhula incarnata, T. ishikariensis var. ishikariensisZ) . Ath

elia spp. (Athelia rolfsiiZF) . Ceratobasidium spp. (Ceratobasidium c
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ornigerumZ) . Ceratorhiza spp.. Rhizoctonia spp. (Rhizoctonia solani
Z) . Thanatephorus spp. (Thanatephorus cucumerisZ) . Laetisaria spp
.. Waitea spp.. Fomitiporia spp.. Ganoderma spp.. Chondrostereum purp
ureum, Phanerochaete spp.ZEMEFEFY (Basidiomycota) BH#H,

Olpidium spp. ZF MDY RHEFT (Chitridiomycota) ER,

Physoderma spp. ZM <49 ./ 7% >F9 (Blastocladiomycota) EZ%E,

Choanephora spp.. Choanephoroidea cucurbitae, Mucor spp. (Mucor fra
gilisZ) . Rhizopus spp. (Rhizopus arrhizus. R. chinensis, R. oryzae
. R. stolonifer var, stoloniferE) FD 4 A EHEFT (Mucoromycotina)
.

Plasmodiophora spp. (Plasmodiophora brassicaeZ) . Spongospora subt
erranea f. sp. subterraneaZ M4 )L Y 77F9 (Cercozoa) [HEEHY,

Aphanomyces spp. (Aphanomyces cochlioides, A. raphaniZ) . Albugo s
pp. (Albugo macrospora, A. wasabiaeZf) . Bremia spp. (Bremia lactucae
%) . Hyaloperonospora spp.. Peronosclerospora spp.. Peronospora spp.

(Peronospora alliariae-wasabi., P. chrysanthemi-coronarii, P. destruc
tor, P. farinosa f. sp. spinaciae, P. manshurica, P. parasitica, P. s
parsaZs) . Plasmopara spp. (Plasmopara halstedii, P. nivea., P. vitico
la%) . Pseudoperonospora spp. (Pseudoperonospora cubensisZ) . Scler
ophthora spp.. Phytophthora spp. (Phytophthora cactorum, P. capsici.
P. citricola, P. citrophthora, P. cryptogea, P. fragariae, P. infesta
ns. P. melonis, P. nicotianae, P. palmivora, P. porri, P. sojae, P. s
yringae. P. vignae f. sp. adzukicolaZ) . Pythium spp. (Pythium afert
ile, P. aphanidermatum, P, apleroticum, P, aristosporum, P. arrhenoma
nes, P. buismaniae, P. debaryanum, P. graminicola, P. horinouchiense
. P. irregulare, P. iwayamai, P. myriotylum, P. okanoganense, P. padd
icum, P, paroecandrum, P. periplocum, P. spinosum, P. sulcatum, P. sy

lvaticum, P, ultimum var. ultimum, P. vanterpoolii, P. vexans, P. vol
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[0151]

[0152]

utumZ) ZDOARZEEEYPY (Heterokontophyta) BREYE (Oomycetes) .

Clavibacter spp. (Clavibacter michiganensis subsp. michiganensisZs
) . Curtobacterium spp.. Leifsonia spp. (Leifsonia xyli subsp. xyliZ
) . Streptomyces spp. (Streptomyces ipomoeaeZ) ZEMHKEZEPY (Actinob
acteria) 73 LRGMHEELE,

Clostridium sp.EMD 7 4JLX VT XY (Firmicutes) 75 LIMGHELR,

PhytoplasmaZsdD 5% ') 57 ZAF§ (Tenericutes) 7S5 LlGMHELE,

Rhizobium spp. (Rhizobium radiobacterZs) . Acetobacter spp.. Burkho
lderia spp. (Burkholderia andropogonis, B. cepacia. B. gladioli. B. g
lumae, B. plantariiZE) . Acidovorax spp. (Acidovorax avenae subsp. av
enae. A. a. subsp. citrulli, A, konjaciZ) . Herbaspirillum spp.. Ral
stonia spp. (Ralstonia solanacearumZE) . Xanthomonas spp. (Xanthomona
s albilineans, X. arboricola pv. pruni, X. axonopodis pv. vitians, X.
campestris pv. campestris, X. c. pv. cucurbitae, X. c. pv. glycines
. X. c¢. pv. mangiferaeindicae, X. c¢. pv. nigromaculans, X. c. pv. ves
icatoria, X. citri subsp. citri, X. oryzae pv. oryzaeZ) . Pseudomona
s spp. (Pseudomonas cichorii, P, fluorescens, P. marginalis, P. m. pv
. marginalis, P. savastanoi pv. glycinea, P. syringae, P. s. pv. acti
nidiae, P. s. pv. eriobotryae, P. s. pv. helianthi, P. s. pv. lachrym
ans, P. s. pv. maculicola, P. s. pv. mori, P. s. pv. morsprunorum, P.
s. pv. spinaciae, P. s. pv. syringae, P. s. pv. theae, P. viridiflav
aZ) . Rhizobacter spp.. Brenneria spp. (Brenneria nigrifluensZ) . D
ickeya spp. (Dickeya dianthicola, D. zeaeZE) . Erwinia spp. (Erwinia
amy lovora, E. rhaponticiZE) . Pantoea spp.. Pectobacterium spp. (Pect
obacterium atrosepticum, P. carotovorum, P. wasabiaeZ) £ O057+
/N5 1) 7F8 (Proteobacteria) 75 ARMEL,

INORREDRR - BIEICE > TR I SN HIEDRE. BIRRE
DOEHEBIE L TIE. UTOBYRE. BMREEIESFSNDED, ThdD
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[0153]

HREIND D TIEARW,

EMIRE -

T EH5EKLeaf curl (Taphrina deformans) . X ETE3< AEHPlum poc
kets (Taphrina pruni) . 7 R/35 H X483 fKLeaf spot (Cercospora aspar
agi) . T4 EH%ECercospora leaf spot (Cercospora beticola) . &
—< I aEFrogeye leaf spot (Cercospora capsici) . 1 ¥ AMZEIERHAN
gular leaf spot (Cercospora kaki) . 44 X4E¥%Purple stain (Cercosp
ora kikuchii) . 5w ht 4 #8BFHEBrown Leaf spot (Mycosphaerella arach
idis) . 9 ho#EBHEAFKCylindrosporium leaf spot (Mycosphaerella
cerasella, Blumeriella jaapii) . 3L FZE+LESpeckled leaf blotch (M
ycosphaerella graminicola) . AF¥FHEXEERCircular leaf spot (Mycosp
haerella nawae) . T Ro#8BfUFEMycosphaerella blight (Mycosphaerella
pinodes) . I 3 HEMKLeaf spot (Mycosphaerella zingiberis) . bk
< NESDFELeaf mold (Mycovellosiella fulva) . R HUELeaf mo
ld (Mycovellosiella nattrassii) . h< Mg g HUECercospora leaf mol
d (Pseudocercospora fuligena) . 7 R#BidsEIsariopsis leaf spot (Pse
udocercospora vitis) . /N7 A4 B3jELeaf spot (Pseudocercosporella ¢
apsellae) . ¥ 7 E2¥I5ELeaf spot (Septoria chrysanthemella) . 781
jB5Leaf blight (Septoria obesa) . 7 R £ & 5 JfEAnthracnose (Elsinoe a
mpelina) . 5 ./ %% 5 HJKSpot anthracnose (Elsinoe araliae) . AV
Y %F S HKScab (Elsinoe fawcettii) . T R #EEIfELeaf spot (Ascoc
hyta pisi) . ¥ ) #BHECorynespora leaf spot (Corynespora cassiic
ola) . /NS #JEStem canker (Leptosphaeria coniothyrium) . /NS 2K
j5Leaf spot (Alternaria alternata) . — VU EEEffELeaf blight (Alt
ernaria dauci) . < E2H5EBlack spot (Alternaria kikuchiana) . )
O a%ZEI=fEA ternaria blotch (Alternaria mali) . RF¥FEMFEALternari
a leaf spot (Alternaria porri) . VI HLEB SfETarget spot (Bipolar

is sorghicola) . b EOOY TFERKSouthern leaf blight (Cochliob
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olus heterostrophus) . 4 R T FEHJEBrown spot (Cochliobolus miyabea
nus) . —Y O ENMFETIp blight (Pleospora herbarum) . # 7 A FHESF
Stripe (Pyrenophora graminea) . # 7 A F#E3E%ENet blotch (Pyrenophora
teres) . YILH LT IHUKELeaf blight (Setosphaeria turcica) . MU E
O3 9 3 &UENorthern leaf blight (Setosphaeria turcica) . 7 RX/85
H 2B SELeaf spot (Stemphylium botryosum) . NSEHISHBIOER
55Scab (Venturia carpophila) . ') > T2 E%fEScab (Venturia Inaequalis
) . +EE5Scab (Venturia nashicola) . & U RIDD Z#%E6ummy stem
blight (Didymella bryoniae) . 7R ExfELeaf spot (Phoma exigua var
. exigua) . THEEAMEStreak (Phoma wasabiae) . /NSEF+HEBIOH
#UERing rot (Botryosphaeria berengeriana f. sp. piricola) . ¥4 7
JL—Y REFEFSoft rot (Botryosphaeria dothidea, Lasiodiplodia theo
bromae, Diaporthe sp.) . 71> F VMU wCommon green mold (Penicilli
um digitatum) . AV FVEHLUEBLue mold (Penicillium italicum) . =
FLF D EAZKEPowdery mildew (Blumeria graminis f. sp. hordei) . 3
LF¥x D EA ZHHPowdery mildew (Blumeria graminis f. sp. tritici) . F
291D EAZSEPowdery mildew (Erysiphe betae, Leveillula taurica, O
idium sp., Podosphaera xanthii) . X5 & A ZJEPowdery mildew (Erysi
phe cichoracearum, Leveillula taurica, Sphaerotheca fuliginea) . =¥
v, Nt dS EA ZSKPowdery mildew (Erysiphe heraclei) . TV K™D
3 & A ZfKPowdery mildew (Erysiphe pisi) . < N A ZJEPowdery mi
ldew (Leveillula taurica, Oidium neolycopersici, Oidium sp.) . E—<%
v EA ZSEPowdery mildew (Leveillula taurica) . ARF v D EAZFRP
owdery mildew (Oidium sp., Podosphaera xanthii) . —HD!) 5 A ZFRP
owdery mildew (Oidium sp.) . #AF D & A ZfwPowdery mildew (Phyllactin
ia kakicola) . 7R S & A ZJ%KPowdery mildew (Podosphaera fusca) .

1) > 35 & A Z%KPowdery mildew (Podosphaera leucotricha) . /355 A

ZJwPowdery mildew (Podosphaera pannosa, Uncinuliella simulans var. s
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imulans, U. s. var. tandae) . XvF—=, 977 1)D> EA ZfFPowde
ry mildew (Podosphaera xanthii) . 4 F3T5 & A ZJKPowdery mildew (Sph
aerotheca aphanis var, aphanis) . X4 A, XOYDD E A ZfmPowdery m
i ldew (Sphaerotheca fuliginea) . 7 K™ 3 & A ZfKPowdery mildew (Unci
nula necator, U. n. var. necator) . ') > J#¥J%Blotch (Diplocarpon m
ali) . /NS EE%Black spot (Diplocarpon rosae) . 4 < % FKBEBEKIHEG
ray mold neck rot (Botrytis allii) . [REHNUKGray mold, Botrytis bl
ight (Botrytis cinerea) . =5 M EEHRLfKLeaf blight (Botrytis cinerea
, B. byssoidea, B. squamosa) . VS < XREBHmmChocolate spot (Botr
ytis cinerea, B. elliptica, B. fabae) . /SSRIDKEHBrown rot (Moni
linia fructicola, M. fructigena, M. laxa) . ') JE=") 74&Blossom b
light (Monilinia mali) . /N4 5 —2X7Rw FfEDollar spot (Sclerotinia
homoeocarpa) . BE#%JECottony rot. Sclerotinia rot, Stem rot (Sclerot
inia sclerotiorum) . #&Z S UskFalse smut (Villosiclava virens) . 4
4 ZEREfFRoot necrosis (Calonectria ilicicola) . L FFHEHNUVHFFus
arium blight (Fusarium crookwellense, F. culmorum, Gibberella avenace
a, G. zeae, Monographella nivalis) . ZFF AL FHEHMFEFusarium blight

(Fusarium culmorum, Gibberella avenacea, G. zeae) . AV =+ VEERE
Dry rot (Fusarium oxysporum, F. solani f. sp. radicicola) ., ¥<./ 4

TEEERIFBrown rot (Fusarium oxysporum, F. solani f. sp. pisi, F.

s. f. sp. radicicola) . 7 XFZ/AKFusarium wilt (Fusarium oxysporum
f. sp. adzukicola) . 5 v F 3 JE/&EfKFusarium basal rot (Fusarium ox
ysporum f. sp. allii, F. solani f. sp. radicicola) . Y~ A4 EDZE
j5Stem rot (Fusarium oxysporum f, sp. batatas, F. solani) . A E

2 /&5%Dry rot (Fusarium oxysporum f. sp. colocasiae) . F+~RYW, O%
YW FDEERYel lows (Fusarium oxysporum f. sp. conglutinans) . /3F+F
/XF < fEPanama disease (Fusarium oxysporum f. sp. cubense) . 4 FI&

#yEFusarium wilt (Fusarium oxysporum f. sp. fragariae) . L4 RIRE
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$%Root rot (Fusarium oxysporum f. sp. lactucae) . R4 1D BE|fEFusar
ium wilt (Fusarium oxysporum f. sp. lagenariae, F. o. f. sp. niveum)
. M= NZEB%EFusarium wilt (Fusarium oxysporum f. sp. Llycopersici)

. AAYDo5EEFusarium wilt (Fusarium oxysporum f. sp. melonis) .

4 v zEEHEYellows (Fusarium oxysporum f. sp. raphani) . RO L >
v & BfKFusarium wilt (Fusarium oxysporum f. sp. spinaciae) . 4 X
(D EE “Bakanae” disease (Gibberella fujikuroi) . ¥4 A/ N\—5F«

) LESfRVerticillium black spot (Verticillium albo-atrum, V. da
hliae) . b= b, FR. 7FDFFEFREVerticillium wilt (Verticilliu
m dahliae) . 4 F¥ U ##5KCeratocystis canker (Ceratocystis ficicola
) . YT A EEHHEBlack rot (Ceratocystis fimbriata) . F + BHIKGr
ay blight (Pestalotiopsis longiseta, P. theae) . 7! fA%5%%Endothia ¢
anker (Cryphonectria parasitica) . 71 F 'Y EmfwMelanose (Diaporthe
citri) . PR/INSHAZEMHFStem blight (Phomopsis asparagi) . 0@
#4s%Phomopsis canker (Phomopsis fukushii) . + 2#E#HUHEBrown spot (Pho
mopsis vexans) . F ¥ ixiEJFAnthracnose (Discula theae-sinensis) . 1)

v OB 5 AjEValsa canker (Valsa ceratosperma) . 4 XU E BJEBlast (Ma
gnaporthe grisea) . 4 FJRERCrown rot (Colletotrichum acutatum, C
. fragariae, Glomerella cingulata) . 'V > JicEFBitter rot (Colletot
richum acutatum, Glomerella cingulata) . # 7 b2 EFAnthracnose (C
olletotrichum acutatum, Glomerella cingulata) . X EExEFBAnthracno
se (Colletotrichum acutatum) . 7 RO MEfKRipe rot (Colletotrichum a
cutatum, Glomerella cingulata) . > 2> %% xE\EHFAnthracnose (Colleto
trichum acutatum) . 4 4 < X jiEKAnthracnose (Colletotrichum Llin
demuthianum) . o Y ROREfFAnthracnose (Colletotrichum orbiculare)
. V"< /1 EixEHEAnthracnose (Glomerella cingulata) . 2 ) kiEFANth
racnose (Glomerella cingulata) . B FjKEHKAnthracnose (Glomerella ci

ngulata) . 7 XF%EZEfKBrown stem rot (Phialophora gregata) . +HA
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[0154]

[0155]

T EEksELeaf spot (Pseudophloeosporella dioscoreae) . ## L FEFHES
cald (Rhynchosporium secalis) ,

A4 F - X1V5ERust (Phakopsora nishidana) . 44 XX U%%Rust (Phako
psora pachyrhizi) . /35 T U%KRust (Kuehneola japonica, Phragmidium f
usiforme, P. mucronatum, P. rosae-multiflorae) . F+ < 7#REfHBRust (Gymn
osporangium asiaticum) . ') > J7<EfRRust (Gymnosporangium yamadae)

. RFROIVHERust (Puccinia allii) . F Y HIUHRust (Puccinia ho
riana) . JdAXHIUEBrown rust (Puccinia recondita) . ¥ 72XV
Rust (Puccinia tanaceti var. tanaceti) . ¥ 5 < X XUERust (Uromyces

viciae-fabae var. viciae-fabae) . H b F EEFEHESmut (Sporisorium
scitamineum) . kU EOI Y EFHESmut (Ustilago maydis) . # 7 L ¥
BEiafEmLoose smut (Ustilago nuda) . F v #8% B5ENet blister blight (Ex
obasidium reticulatum) . F+ £ BJEBlister blight (Exobasidium vexans
) . B#85%5Stem rot, Southern blight (Athelia rolfsii) . F & IL#%ERoo
t and stem rot (Ceratobasidium cornigerum, Rhizoctonia solani) . ¥ 3
) AL (Rhizoctonia solani) . F v R EILFKDamping-off (Rhizoc
tonia solani) . 3 *V/\i#hfEDamping-off (Rhizoctonia solani) . L& X
4 FAhEBottom rot (Rhizoctonia solani) . </ NEEREBrown patch, Larg
e patch (Rhizoctonia solani) . A R#ALEKSheath blight (Thanatephorus

cucumeris) . F YA BEMHKRoot rot - EFEfKLeaf blight (Thanatephoru
S cucumeris) ,

A4 F T EHMIVERhizopus rot (Rhizopus stolonifer var. stolonifer)

7 7S5 FRHR 3% C Llubroot (Plasmodiophora brassicae) .

I >4 4 2iE%%Aphanomyces root rot (Aphanomyces cochlioides) . 77
SHROBXWHEWhite rust (Albugo macrospora) . L& AR & JFEDowny mi
ldew (Bremia lactucae) . ¥ a2 >vF U R EfEDowny mildew (Peronospora ch

rysanthemi-coronarii) . ¥ ¥ xF, RF DR &fHDowny mildew (Peronospo
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ra destructor) . "I L Y R EfEDowny mildew (Peronospora farinosa
f. sp. spinaciae) . 44 X~ &J5EDowny mildew (Peronospora manshurica
) . TS5 FHRDORESHFDowny mildew (Peronospora parasitica) . /S5~
& Jf&FDowny mildew (Peronospora sparsa) . <7 1) R &E5%EDowny mildew (P
lasmopara halstedii) . I 'W/IR & %5EDowny mildew (Plasmopara nivea) .
7 Ry RE5EDowny mildew (Plasmopara viticola) . U RMDA & fHEDowny
mi ldew (Pseudoperonospora cubensis) . ¥ 5 ./ ¥ it %wPhytophthora ro
ot rot (Phytophthora cactorum) . XA HBEEKIHEBrown rot (Phytophth
ora capsici) . HARF v iZEfEPhytophthora rot (Phytophthora capsici) .
E—< > #&&Phytophthora blight (Phytophthora capsici) . X4 #1#f&Ph
ytophthora rot (Phytophthora cryptogea) . < b, ¥ v HA EDEHELat
e blight (Phytophthora infestans) . 4 F<¥ 7 &Z&EWhite powdery rot (Ph
ytophthora palmivora) . XX RO B EEHKLeaf blight (Phytophthora por
ri) . 44 XZEZE5%Phytophthora root and stem rot (Phytophthora sojae
) . 7 XFEEHEPhytophthora stem rot (Phytophthora vignae f. sp. adz
ukicola) . 7K L Y I ir#fKDamping—off (Pythium aphanidermatum, P.
myriotylum, P. paroecandrum, P, ultimum var. ultimum) ., > =+ V1R
JZ5ERoot rot (Pythium aristosporum) . MO EOITIRERRBrowning root
rot (Pythium arrhenomanes, P. graminicola) . F v XY EILEDamping
—-off (Pythium buismaniae, P. myriotylum) . = 3 HREBEMKFRoot rot
(Pythium myriotylum) . > 3 HEEEMKKRoot rot (Pythium myriotylu
m, P, ultimum var. ultimum) ., =—> > L MAEfEBrown blotted root rot
(Pythium sulcatum)
N MWK S fEBacterial canker (Clavibacter michiganensis subsp.
michiganensis) . ¥+ H4 £% D HJRScab (Streptomyces spp.) .
INSHEEEMN A L wiECrown gall (Rhizobium radiobacter) . VIV H ALEH
WM& smBacterial stripe (Burkholderia andropogonis) . 4 < R FEHKESo

ft rot (Burkholderia cepacia, Pseudomonas marginalis pv. marginalis,
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Erwinia rhapontici) . 4 & »MfE%Bacterial grain rot (Burkholder
ia gladioli, B. glumae) . XA HREEHMEMBacterial fruit blotch
(Acidovorax avenae subsp. citrulli) . O =+ 7 EHMJKEBacterial leaf
blight (Acidovorax konjaci) . SHihfEBacterial wilt (Ralstonia solana
cearum) . EEHAFAMERBacterial shot hole (Xanthomonas arboricola
pv. pruni, Pseudomonas syringae pv. syringae, Brenneria nigrifluens
) . AEEERHEBacterial leaf spot (Xanthomonas arboricola pv. pruni
) . LY XM SMERBacterial spot (Xanthomonas axonopodis pv. vitian
s) . P7SFHRIOEEHBBlack rot (Xanthomonas campestris pv., campestr
is) . 44 XEHfEBacterial pustule (Xanthomonas campestris pv. glyci
nes) . J/Ah EBIHEBBacterial spot (Xanthomonas campestris pv. nig
romaculans) . E—< ¥ SilEBBacterial spot (Xanthomonas campestri
s pv. vesicatoria) . AVFYHWLELIECitrus canker (Xanthomonas cit
ri subsp. citri) . —> =2 FE (Pseudomonas cichorii, P. marginali
s pv. marginalis, Erwinia sp.) . L 4 XEMJEBacterial rot (Pseudomon
as cichorii, P. marginalis pv. marginalis, P, viridiflava) . ¥4 7
L—Y itEHE wBacterial blossom blight (Pseudomonas marginalis pv.
marginalis, P, syringae pv. syringae, P. viridiflava) .\ ¥4 7JL—
YW \W & S JEBacterial canker (Pseudomonas syringae pv. actinidiae) .
o H A L wixsCanker (Pseudomonas syringae pv. eriobotryae) . 7 Hl
OW SHiEBBacterial spot (Pseudomonas syringae pv. lachrymans) . 7
TS FHRIOEMMEBBacterial black spot (Pseudomonas syringae pv. ma
culicola) . U XHhW& S¥EBacterial canker (Pseudomonas syringae pv.
morsprunorum, Erwinia sp.) . F -+ 7xlEfEBacterial shoot blight (Pseudo
monas syringae pv. theae) . RF¥#r/EJSKBacterial soft rot (Dickeya sp.
, Pectobacterium carotovorum) . /SSRFERIO NIEHEFire blight (Er
winia amylovora) . Y=+ V7 EMKESoft rot (Pectobacterium carotovor

um) . BRESEBacterial soft rot (Pectobacterium carotovorum) .
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[0158]

[0159]

[0160]

BNV RRRIE

Za—T Y XAF AfM#KPneumocystis pneumonia (Pneumocystis jirovecii
) . AT A ECandidiasis (Candida albicans) . 7 ARJLF)L X fFEAsperg
illosis (Aspergillus fumigatus) . EHEEEETrichophytosis (Microsporum
canis, M. gypseum, Trichophyton mentagrophytes, T. rubrum, T. tonsur
ans, T. verrucosum) . E X NS5 X<yEHistoplasmosis (Histoplasma cap
sulatum) . 2V 7k~ w H AECryptococcosis (Cryptococcus neoformans
) o

ANPHEICSIT D [FER] &3, BYICTET SEMFEMOFHENY
 BICHEE T 28T EMORTEY. WEEY. REEDNRCREEY
FEERBKL. EFRFIE LTI UTOFBERDIEFLNED., TNOHDHIC
[REINDEDTIEARW,

ZEHGiant kidney worm (Dioctophyma renale) . BIEEMIERThread wor
ms (Capillaria annulata) . REZEMIEHRCropworm (Capillaria contorta
) . FFEMEHRCapillary Liver worm (Capillaria hepatica) . BEEMIE
B (Capillaria perforans) . 74 ') EVEMEER (Capillaria philippine
nsis) . BXEMLER (Capillaria suis) . &#EmWhipworm (Trichuris disc
olor) . E#FHWhipworm (Trichuris ovis) . &K#ERPig whipworm (Trichur
is suis) . b F#EHHuman whipworm (Trichuris trichiura) . R#EHDog w
hipworm (Trichuris vulpis) . JEEHPork worm (Trichinella spiralis)
EnxT/ 7IRE (Enoplida) #RH,

2 5EEE RIntestinal threadworm (Strongyloides papillosus) . JHERR
B (Strongyloides planiceps) . XEHFEHEPig threadworm (Strongyloides
ransomi) . b MEfFHRThreadworm (Strongyloides stercoralis) . 40O
*<TE (Micronema spp.) FODEHRRE (Rhabditida) #RH,

75 < )LgHHookworm (Ancylostoma braziliense) . R#HDog hookworm
(Ancylostoma caninum) . XEZ=#80Lld World hookworm (Ancylostoma du

odenale) . J¥#HHCat hookworm (Ancylostoma tubaeforme) . ¥E5E£HHThe
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Northern hookworm of dogs (Uncinaria stenocephala) . #4#gHCattle hoo
kworm (Bunostomum phlebotomum) . F#JHSmall ruminant hookworm (Bunos
tomum trigonocephalum) . 7 X ') A New Wor ld hookworm (Necator amer
icanus) . ¥ 7 MA b—<LE (Cyathostomum spp.) . ¥V IATIS AR (
Cylicocyclus spp.) . UKV M7 45 XE (Cylicodontophorus spp.)
YY) axRFT77FRAE (Cylicostephanus spp.) . O/SAHA (Strongylus
asini) . #EEAHR (Strongylus edentatus) . B HBlood worm (Strongyl
us equinus) . @M HEBlood worm (Strongylus vulgaris) . EH5/NiFEHLa
rge-mouthed bowel worm (Chabertia ovina) . 4 > KEE#ETiHENodular worm
(Oesophagostomum brevicaudatum) . 0 Y E 7 E&ETENodule worm (Oes
ophagostomum columbianum) . KiG#EEIHNodule worm (Oesophagostomum de
ntatum) . 7 X ) Ak ETRENodular worm (Oesophagostomum georgianum)
. IBiEETERENodular worm (Oesophagostomum maplestonei) . XS & HRNodula
r worm (Oesophagostomum quadrispinulatum) . FiafEETHENodular worm (0
esophagostomum radiatum) . [LUFEEiEETRNodular worm (Oesophagostomum
venulosum) . A2 Y T +v EVBEMER (Syngamus skrjabinomorpha) . IREFIE
M Gapeworm (Syngamus trachea) . KB HSwine kidney worm (Stephanurus
dentatus) . 7 —~R1) 77Cattle bankrupt worm (Cooperia oncophora) . #I
B EMREERed stomach worm (Hyostrongylus rubidus) . £8 E#REHEStom
ach hair worm (Trichostrongylus axei) . HeIAFERRER (Trichostrongylu
s colubriformis) . B;FE#KIEROriental trichostrongylus (Trichostron
gylus orientalis) . #2#xE HRed stomach worm (Haemonchus contortus)
. iz E RCattle stomach worm (Mecistocirrus digitatus) . ZXFJI
4 — /& HBrown stomach worm (Ostertagia ostertagi) . ;RIKffiEECommon
lungworm (Dictyocaulus filaria) . &ffifEBovine lungworm (Dictyocaulus
viviparus) . HASEEMHRThin-necked intestinal worm (Nematodirus fili
collis) . XA Swine lungworm (Metastrongylus elongatus) . AffHLun

gworm (Filaroides hirthi) . fEHfFERLungworm (Crenosoma aerophila)
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. Y RAfRFox lungworm (Crenosoma vulpis) . AER{EM#EERat lung wo
rm (Angiostrongylus cantonensis) . {EMM#EHEFrench heartworm (Angiostr
ongylus vasorum) ., O MR O YFS5XE (Protostrongylus spp.) ZED
F®RE (Strongylida) #RR.

AR VHLEYF2IRice white tip nematode (Aphelenchoides besse
yi) . 41 Fdt>F 29Strawberry foliar nematode (Aphelenchoides frag
ariae) . /NHL > F 2HChrysanthemum foliar nematode (Aphelenchoide
s ritzemabosi) . ¥ /YAt F 1Pine wood nematode (Bursaphelenc
hus xylophilus) HFDEFHRE (Aphelenchida) #§H,

vy HA4AEYAVA MY F 2 White potato cyst nematode (Globodera
pallida) . v HM4EL XA Mz F 2Potato cyst nematode (Globodera

rostochiensis) . LF X btz F a2 Cereal cyst nematode (Heteroder
a avenae) . ¥4 X A Mtz F 2 9Soybean cyst nematode (Heterodera g
lycines) . %4 X Mz F 2D Sugarbeet cyst nematode (Heteroder
a schachtii) . Z70O0—/SY X Mt F a3 Clover cyst nematode (Heterode
ra trifolii) . 7L+ 7x3 7t F 1oPeanut root-knot nematode (M
eloidogyne arenaria) . ¥4 A7t F aUNorthern root-knot nematod
e (Meloidogyne hapla) . YW TR Tt F aUSouthern root-knot
nematode (Meloidogyne incognita) . ¥+ 7RI 7> F a2 Javanese roo
t-knot nematode (Meloidogyne javanica) . V>R 7E2F 2 JApple
root—knot nematode (Meloidogyne mali) . I+ IXRITH Ltz F 2 Coffe
e root-lesion nematode (Pratylenchus coffeae) . /OAFY RFTH LtV
F a7 (Pratylenchus drenatus) . Fv¥ RXT YLz F a2Tea root-lesio
n nematode (Pratylenchus loosi) . AFRTH Ltz FaDCalifornia ro
ot—lesion nematode (Pratylenchus neglectus) . ¥4 XxXJHLtz>F 2150
obb’s root-lesion nematode (Pratylenchus penetrans) . ZIIXRTH L
2> F 2o Walnut root-lesion nematode (Pratylenchus vulnus) . A F

WERES)tYFaoCitrus burrowing nematode (Radopholus citrophilus
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[0163]

) . NFFREStz>F 2 IBanana burrowing nematode (Radopholus sim
ilis) EONY)trFaoEH (Tylenchida) #EH,

b NEEEPinworm (Enterobius vermicularis) . EiEHEquine pinworm (0
xyuris equi) . Y FtEHRRabbit pinworm (Passalurus ambiguus) ZEMisE
BRE (Oxyurida) #RER.

X[EHRPig roundworm (Ascaris suum) . F[o]HHorse roundworm (Parasca
ris equorum) . A/MEOJHEDog roundworm (Toxascaris leonina) . K[@]HDog

intestinal roundworm (Toxocara canis) . J#&[EHFeline roundworm (Toxo
cara cati) . Z[OHLarge cattle roundworm (Toxocara vitulorum) . 77—
%+ XE (Anisakis spp.) . 22— K535/ —/\E (Pseudoterranova spp.
) . BE;EHCaecal worm (Heterakis gallinarum) . ZR[E R Chicken roundw
orm (Ascaridia galli) ZEMDERE (Ascaridida) ¥R,

AT FHGuinea worm (Dracunculus medinensis) . ROL REOR (Gnat
hostoma doloresi) . [fEREEO AR (Gnathostoma hispidum) . HATEEOR (G
nathostoma nipponicum) . B#kEE [ HRReddish - coloured worm (Gnathostom
a spinigerum) . AE HDog stomach worm (Physaloptera canis) . J&& HC
at stomach worm (Physaloptera felidis, P. praeputialis) . S—5BHF
eline/canine stomach worm (Physaloptera rara) . B¥BRHEye worm (The
lazia callipaeda) . OF > 7ERHBovine eyeworm (Thelazia rhodesi) .
RKOE S HLarge mouth stomach worm (Draschia megastoma) . /NAS HREqu
ine stomach worm (Habronema microstoma) ., /NI & HStomach worm (Habro
nema muscae) . EEEBREHGullet worm (Gongylonema pulchrum) . FEMIX
E HRThick stomach worm (Ascarops strongylina) . /857 4 5 ) 7Paraf
ilaria (Parafilaria bovicola) . ZZGERIAHE (Parafilaria multipapill
osa) . HPEERIAHR (Stephanofilaria okinawaensis) . /8> 07 MRIAER
Bancroft filaria (Wuchereria bancrofti) . <L —%JykH (Brugia malayi
) . ZEERARJAHENeck threadworm (Onchocerca cervicalis) . ¥ 7YV 2RIk
B (Onchocerca gibsoni) . MEZERIAHRCattle filarial worm (Onchocerca
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[0165]

gutturosa) . [OfERIAE (Onchocerca volvulus) . #BIKARIKHEBovine fila
rial worm (Setaria digitata) . ERJAHPeritoneal worm (Setaria equin
a) . BI AR (Setaria labiatopapillosa) . ¥—> v ILRIXHR (Seta
ria marshalli) . R%IKHEDog heartworm (Dirofilaria immitis) . OF7%
JRHAfrican eye worm (Loa loa) ZDEEHERE (Spirurida) #gHE,

sHIR8GER (Moniliformis moniliformis) . KEUFERGiIant thorny-heade
d worm (Macracanthorhynchus hirudinaceus) ZM55EHR%E,

[LEZ4GES HFish tapeworm (Diphyllobothrium latum) . HABSIGESH
(Diphyllobothrium nihonkaiense) . ¥ >V > ZI5EZHManson tapeworm (S
pirometra erinaceieuropaei) . K#&EHEFIZ A (Diplogonoporus grandis)
Z0#EH (Pseudophyllidea) &M,

BEiFEH (Mesocestoides lineatus) . B#gscHChicken tapeworm (Raill
ietina cesticillus) . HEEZHRFowl tapeworm (Raillietina echinobothri
da) . A& HEChicken tapeworm (Raillietina tetragona) . BEIRZHCani
ne tapeworm (Taenia hydatigena) . %5BZHCanine tapeworm (Taenia mul
ticeps) . FZHSheep measles (Taenia ovis) . EJA5HDog tapeworm (T
aenia pisiformis) . fE$AZ&HBeef tapeworm (Taenia saginata) . EEIE
HTapeworm (Taenia serialis) . B HPork tapeworm (Taenia solium)
. Y% HFeline tapeworm (Taenia taeniaeformis) . Bi& M Hydatid tape
worm (Echinococcus granulosus) . % & 5HSmall fox tapeworm (Echinoco
ccus multilocularis) . Y~ x2&ZHE (Echinococcus oligarthrus) . 7
4+ —IE85%H (Echinococcus vogeli) . Hg/ scHRat tapeworm (Hymenole
pis diminuta) . /NBUZZHDwarf tapeworm (Hymenolepis nana) . AESLHED
ouble-pored dog tapeworm (Dipylidium caninum) . #2JRZEH (Amoebotaeni
a sphenoides) . JR3IRZEH (Choanotaenia infundibulum) . D XS EHE (
Metroliasthes coturnix) . K& HEquine tapeworm (Anoplocephala magna
) . EJRZHCecal tapeworm (Anoplocephala perfoliata) . HL.GEZ HDwarf

equine tapeworm (Paranoplocephala mamillana) . X5 & HCommon ta
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[0167]

[0168]

peworm (Moniezia benedeni) . ¥:5RZ&H Sheep tapeworm (Moniezia expansa
) « AT 4 LY TRE (Stilesia spp.) FMHAEER (Cyclophyllidea) &R,

AR HE (Pharyngostomum cordatum) . EJL/NJLY{EMIEEBLlood fluke
(Schistosoma haematobium) . HA{EIMMIEABLlood fluke (Schistosoma jap
onicum) . ¥ {FEMWKEBLlood fluke (Schistosoma mansoni) ZMHEE
RERE (Strigeidida) IRHER,

BEOWE (Echinostoma cinetorchis) . RHEBOMSE (Echinostoma
hortense) . EAAF#EGiant liver fluke (Fasciola gigantica) . BFF4EComm
on liver fluke (Fasciola hepatica) . ERIEHE (Fasciolopsis buski) .
SEREFN AR E (Homalogaster paloniae) ZD#kOIERHRE (Echinostomida)
&R,

ARERAEIIE A (Dicrocoelium chinensis) . AL HLancet Lliver fluke
(Dicrocoelium dendriticum) . 77 ) ABEIEEAfrican lancet fluke (D
icrocoelium hospes) . /NEYRERE (Eurytrema coelomaticum) . fE#ZEPancrea
tic fluke (Eurytrema pancreaticum) . ZIEfHk AR (Paragonimus miyazaki
i) . RERFRR (Paragonimus ohirai) \ W ITRXFIL< Atk HRLung fluke
(Paragonimus westermani) FDRIEZRHEEF (Plagiorchiida) RH,

774 XIAE (Amphimerus spp.) . FFIRHChinese Lliver fluke (Clo
norchis sinensis) . J&AFEHECat Liver fluke (Opisthorchis felineus)

. Y1 FFERSoutheast Aasian liver fluke (Opisthorchis viverrini) .
a—RKRFPr 74 AMN—=—<LE (Pseudamphistomum spp.) . X hPOFRE (
Metorchis spp.) . /85 X hOFRXE (Parametorchis spp.) . EFEKAInt
estinal fluke (Heterophyes heterophyes) . #&)I|IEH (Metagonimus yokok
awai) . RIIBEFB/ER (Pygidiopsis summa) FDHKEIRRE (Opisthorchii
da) RER,

TRHE 77 X —/% (Entamoeba histolytica, E. invadens) ZEM 7 X —/\%$H,

74 J/SR 7 (Babesia bigemina) . &/3~X< 77 (Babesia bovis) . K

FE/NNR 7 (Babesia caballi) . K/S~RS 7 (Babesia canis) . J#/IN
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7 (Babesia felis) . ¥TYV R/ F (Babesia gibsoni) , KEE
0> X~ (Babesia ovata) , 44U XY —> - 7x!) X (Cytauxzoon
felis) \ BFEEOTSXTHEY A L )T (Theileria annulata) . IRMEA
B84 L) T (Theileria mutans) . /NI OS5 X< (Theileria orien
talis) . BERE&BY M4 LY 7 (Theileria parva) oo 7> X<B (Pir
oplasmida) BEF R4R,

ANEFOFY R - Y = (Haemoproteus mansoni) . &OA4A JIF ~Y—
> (Leucocytozoon caulleryi) . #E#< S 7EA (Plasmodium falcipa
rum) . HEEYS ) PREA (Plasmodium malariae) . §If~ S 7RHE (P
lasmodium ovale) . =H&E<TS ) 7EHR (Plasmodium vivax) ZDFMEF
BB (Haemosporida) AEF %A,

H') A XRSE (Caryospora spp.) . TA XY T - 7T F (Eimeri
a acervulina) , T4 X177 -7 REX (Eimeria bovis) \ TAX)7 - T
ZwvJF (Eimeria brunetti) . T4 XY 77 <4< (Eimeria maxima) .
IAA)T - RxAKMY SR (Eimeria necatrix) , TA XY T -FE/ 44
') X (Eimeria ovinoidalis) . DHFHFII T J L (Eimeria stiedae)
BEBO7>Y9 L (Eimeria tenella) . K4 Y AR—5 (Isospora can
is) . 1YV RAKR—3F (Isospora felis) . KAV AR—

> (Isospora suis
). T4 YT - 7L= (Tyzzeria alleni) . T4 YT - 7YX (Ty

zzeria anseris) . A4 Y7 - IN—=—AYH (Tyzzeria perniciosa) .
I=3axS5 - FTF514 A (Wenyonella anatis) . Dx =3 %5 - HHY Me
nyonella gagari) . K'Y T MRKRY I L (Cryptosporidium canis) .
o) FRAKRY I L (Cryptosporidium felis) . B NI T RRAKY Y
b Is (Cryptosporidium hominis) . SFAVYFam oY TRARY IS L (
Cryptosporidium meleagridis) . RXI VY T NARY 5L (Cryptospor
idium muris) . NMEY Y T RNRKRY T L (Cryptosporidium parvum) , 1
AV RAFR - =R (Sarcocystis canis) . 7). —XHABEFH (Sarcocys
tis cruzi) \ IO RF R - 7x') R (Sarcocystis felis) . & NARE
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[0171]

[0172]

FH (Sarcocystis hominis) . Y JLOATAF R - T—x!) 7+ (Sarcocys
tis miescheriana) . YL XAFRX - —a2—0AF (Sarcocystis neurona)
. IOV AFR - 7S5 (Sarcocystis tenella) . IOV RAFR - A8
') X (Sarcocystis ovalis) . hFYV 7S5 X< (Toxoplasma gondii) . R~
INNY' —> (Hepatozoon canis) . J#&~/SKY'—> (Hepatozoon felis) &
DEIY U9 8 (Eucoccidiorida) FBFH%E,

KBNSV F 9L (Balantidium coli) ZHDRIER (Vestibuliferida)
WE RAR,

X MNEF X (Histomanas meleagridis) . BB MY JEFF R (Pentatricho
monas hominis) . O K~ OFF X (Trichomonas tenax) &M 'Y JEF
2B (Trichomonadida) #EEH%E,

S NEEER (Giardia intestinalis) . ¥ 7ILF47 - L) R (Giard
ia muris) . YFAVFaoAFHI4H (Hexamita meleagridis) . ~NFt
24 - /%L/N (Hexamita parva) D5« 7OFEF+XE (Diplomonadida) #
EHRER,

KN )—2 2w =7 (Leishmania donovani) . $11B)—>a<w=7 (
Leishmania infantum) . KU —>a2< =7 (Leishmania major) . Zh&e)
—2 2<% =7 (Leishmania tropica) . A EF7 K/ Y —< (Trypanoso
ma brucei gambiense) , A—F 7 kYs8/) Y —=< (Trypanosoma brucei r
hodesiense) . ZJI—X K1)/ —=< (Trypanosoma cruzi) . & K" /N
/Y —< (Trypanosoma equiperdum) . T/S> X MY/ —< (Trypanoso
ma evansi) EEDFRX M TS XA ME (Kinetoplastida) HEEHR¥E,

AEAMIEICH TS THEW] &k, EFORBRE L THIBEINIBE RS
- BX. RE - RBZFOERMEY. TOBPHEZFTHEEBY. HWEA
B - HERFOEMEDOHERED (Tracheophyta) ZFIKL. BAHIE LT
&, UTDEMHZBITFONDD, CTROEDAREINDED TIEAL,

7 Hh~'YJapanese Red Pine (Pinus densiflora) . 3—0Owv/X7HhH<YSc

ots Pine (Pinus sylvestris) . 4 O~/ Japanese Black Pine (Pinus thun
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bergii) ZED<YHR (Pinaceae) HICET 2~V H (Pinales) #&E#,

3 3 JPepper (Piper nigrum) ZED 3> 3 o#& (Piperaceae) . FRA
KAvocado (Persea americana) &MY X/ %# (Lauraceae) ZICET D E
2L ¥ (magnoliids) .

Y=+ Y Konjac (Amorphophallus konjac) . H kA EEddoe (Colocasia
esculenta) DY M1 EF (Araceae) . 7HA EChinese yam (Dioscorea
batatas) . 7~ ./ 1 E£Japanese yam (Dioscorea japonica) ZEDV¥ <./ A
E£#} (Dioscoreaceae) . ') —FLeek (Allium ampeloprasum var. porrum)

. < xF0nion (Allium cepa) . S v 3 JRakkyo (Allium chinense) .
& FWelsh onion (Allium fistulosum) . =—>=%Garlic (Allium sativum
) . F+ 4 JChives (Allium schoenoprasum) . 7#*Y#Chive (Allium sch
oenoprasum var. foliosum) . —>Oriental garlic (Allium tuberosum) .
74 £Scallion (Allium x wakegi) ZEDXFH (Alliaceae) . 7RIS H
A Asparagus (Asparagus officinalis) ZED I H XX HXS5H (Asparagacea
e) . J3+ < Coconut palm (Cocos nucifera) . F=ZF7F7 7S5+ 0il palm

(Elaeis guineensis) ZEMv 8l (Arecaceae) 7L AV HR (Arecoidea
e) . 7Y XA Date palm (Phoenix dactylifera) ZEDV¥ & (Arecaceae
) YRy M BER (Coryphoideae) . 784 Fw FILPineapple (Ananas ¢
omosus) ZEM/NA F+ v FIJ)LFEL (Bromeliaceae) . 4 RRice (Oryza sativa)
Z01 B (Poaceae) T—J)L/N)LYEERL (Ehrhartoideae) . R 4S5 2B
ent grass (Agrostis spp.) . 7 —% > ABlue grass (Poa spp.) . & #
IsFBarley (Hordeum vulgare) . AL FWheat (Triticum aestivum, T. dur
um) . 54 LFRye (Secale cereale) DA & (Poaceae) 41 FIWH ¥
Rl (Pooideae) . ¥ 3 ¥/ Bermuda grass (Cynodon dactylon) . <//8
Grass (Zoysia spp.) HD A =%} (Poaceae) b4/ #HH} (Chloridoideae
) . Y b EESugarcane (Saccharum officinarum) . Y JLH LSorgum (Sor
ghum bicolor) . Mo EOIJ>Corn (Zea mays) ZED A =& (Poaceae) &
##l (Panicoideae) . /SFFBanana (Musa spp.) ZEMD/N> 3o # (Musacea
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e) . X a7 HMyoga (Zingiber mioga) . >3 AHGinger (Zingiber offici
nale) EMD 3y HE (Zingiberaceae) ZEICET H2HBFES (monocots) .
L >~ 3d>Llotus root (Nelumbo nucifera) ZEdD/NAF (Nelumbonaceae) .
S w h+tz A Peanut (Arachis hypogaea) . &3~ XChickpea (Cicer ariet
inum) . B35 < ALentil (Lens culinaris) ., T KPea (Pisum sativum
) . Y57 ABroad bean (Vicia faba) . 4 4 XSoybean (Glycine max) .
A v #4>< ACommon bean (Phaseolus vulgaris) . 7 XFAdzuki bean (Vig
na angularis) . H# 4 Cowpea (Vigna unguiculata) ZdD < A Fl (Fabaceae
) . 7Kk FHop (Humulus lupulus) Z®D 7H % (Cannabaceae) . 4 F I HFi
g Tree (Ficus carica) . % JMulberry (Morus spp.) ZED Y T7Hl (Moracea
e) . Y XCommon jujube (Ziziphus jujuba) ZEdD-/O9 XE KEHl (Rham
naceae) . 4 FIStrawberry (Fragaria) . /S5Rose (Rosa spp.) ZED/N5
#l (Rosaceae) /NS H#l (Rosoideae) . E7Japanese loquat (Eriobotrya
japonica) . 'J > TJApple (Malus pumila) . =4 35 F < European Pear (P
yrus communis) . FsNashi Pear (Pyrus pyrifolia var. culta) ZMD/N5
#l (Rosaceae) F>##Fl (Maloideae) . £ FEPeach (Amygdalus persica) .
7> XApricot (Prunus armeniaca) . # k> Cherry (Prunus avium) . °
JL—>Prune (Prunus domestica) . 77—E > FAlmond (Prunus dulcis) .
7 X Japanese Apricot (Prunus mume) . X E-FEJapanese Plum (Prunus sali
cina) . #F<H 5 S (Cerasus speciosa) . Y XA 3/ (Cerasus x y
edoensis ‘Somei-yoshino’ ) ZE®M/NS5Hl (Rosaceae) H 4 SHEHl (Prunoide
ae) . Mo AH>Winter melon (Benincasa hispida) . XA HhWatermelon (Ci
trullus lanatus) . 2 HABottle gourd (Lagenaria siceraria var. his
pida) . ANF<Luffa (Luffa cylindrica) . A7RF ¥ Pumpkin (Cucurbita s
pp.) . Aw F*—="Zucchini (Cucurbita pepo) . —H™ Bitter melon (Mo
mordica charantia var. pavel) . X O >Muskmelon (Cucumis melo) . > 0O
7 1JO0riental pickling melon (Cucumis melo var. conomon) . ¥4 7710

riental melon (Cucumis melo var. makuwa) . F a2 ') Cucumber (Cucumis
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sativus) M YR (Cucurbitaceae) . % !) Japanese Chestnut (Castanea
crenata) M 7+ & (Fagaceae) . #JL ZWalnut (Juglans spp.) EDY
L& (Juglandaceae) . A a—FwYCashew (Anacardium occidentale
) . ¥ d—Mango (Mangifera indica) . EX#4 FFAPistachio (Pistacia
vera) ZED IR (Anacardiaceae) . Y>3 3 JJapanese pepper (Zanth
oxylum piperitum) ZED I AR (Rutaceae) N2 I)IL—4HHRl (Rutoideae)
. 1445 1Bitter orange (Citrus aurantium) . 54 LlLime (Citrus auran
tifolia) . /Nv -4 Hassaku orange (Citrus hassaku) . 2 XYuzu (Citrus
junos) . L E>Lemon (Citrus limon) . F+*Y X hNatsumikan (Citrus n
atsudaidai) . L —77J)b—"YGrapefruit (Citrus x paradisi) . LV
<0range (Citrus sinensis) . #7178 XKabosu (Citrus sphaerocarpa) . X
4 FSudachi (Citrus sudachi) . 7R> 7 >Mandarin Orange (Citrus tanger
ina) . W2 I HhvSatsuma (Citrus unshiu) . F > H >Kumquat (For
tunella spp.) HED I AR (Rutaceae) I A VHEHR (Aurantioideae) . &z
4 39 7% EHorseradish (Armoracia rusticana) . 153 FMustard (Bras
sica juncea) . # hJTakana (Brassica juncea var. integrifolia) . 1z
A4 37 7 7> FRapeseed (Brassica napus) . H) 757 —Cauliflower (Br
assica oleracea var. botrytis) . F + ~*YCabbage (Brassica oleracea v
ar. capitata) . X ¥ ¥ ~R*YBrussels sprout (Brassica oleracea var. gem
mifera) , 70w 3!) —Broccoli (Brassica oleracea var, italica) . F
> 4t A Green pak choi (Brassica rapa var. chinensis) . ./ %727 Noz
awana (Brassica rapa var. hakabura) . 7775 7} Napa cabbage (Brassica
rapa var. nippo-oleifera) . I XFPotherb Mustard (Brassica rapa var.
nipposinica) . /N2t A Napa cabbage (Brassica rapa var. pekinensis)
. O3 FTurnip leaf (Brassica rapa var. perviridis) . A JTurnip (B
rassica rapa var. rapa) . JLv J>Garden rocket (Eruca vesicaria) .

&4 3 >Daikon (Raphanus sativus var. longipinnatus) . 7 H EWasabi (

Wasabia japonica) M7 75+ % (Brassicaceae) . /V/NA J7Papaya (Car
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ica papaya) ZEm/\/34 7# (Caricaceae) . # % S50kra (Abelmoschus esc
ulentus) . 74 Cotton plant (Gossypium spp.) . F3HACacao (Theobroma
cacao) HED T A M4 Bl (Malvaceae) . 7 KoGrape (Vitis spp.) ZED TR
&l (Vitaceae) . 51 A Sugar beet (Beta vulgaris ssp. vulgaris var
. altissima) . —7JLE— rTable beet (Beta vulgaris ssp. vulgaris
var. vulgaris) . 7R L > Spinach (Spinacia oleracea) ZED kb ® (
Amaranthaceae) . %/ /\Buckweat (Fagopyrum esculentum) ZED 4 7% (Poly
gonaceae) . B FKaki Persimmon (Diospyros kaki) ZEdDHF ./ 5 (Ebena
ceae) . F+Tea plant (Camellia sinensis) ZEM'W/ % Hl (Theaceae) .

94 7)—YKiwifruit (Actinidia deliciosa, A. chinensis) ZED< %
& ER (Actinidiaceae) . 7 —A1)—Blueberry (Vaccinium spp.) . %
S5 A~R1)—Cranberry (Vaccinium spp.) ZEDW'Y<F (Ericaceae) . d—
b —/ FCoffee plants (Coffea spp.) ZEDF7 HXF (Rubiaceae) . LEYV
/S—LsLemon balm (Melissa officinalis) . X kMint (Mentha spp.) .

/NP )LBasil (Ocimum basilicum) . < %¥/Shiso (Perilla frutescens var, ¢
rispa) . T3~ (Perilla frutescens var. frutescens) . tz— < Common S
age (Salvia officinalis) . 44 LThyme (Thymus spp.) EDVHEL (Lami
aceae) . J~<Sesame (Sesamum indicum) ZEMD I~ H (Pedaliaceae) . )
—J0Llive (Olea europaca) EDEV A& (0leaceae) . 'Y< A ESweet
potato (Ipomoea batatas) Mk JLHAR} (Convolvulaceae) ., b~ kTom
ato (Solanum lycopersicum) . F RXEggplant (Solanum melongena) . <+
H A EPotato (Solanum tuberosum) ., b HSChili pepper (Capsicum a
nnuum) . E—< >Bell pepper (Capsicum annuum var. 'grossum’) . 4 /%
OTobacco (Nicotiana tabacum) ZEdF+ AF} (Solanaceae) . tz@O!)Celery
(Apium graveolens var. dulce) , ') 7> # —Coriander (Coriandrum sa
tivum) . I *W/\Japanese honeywort (Cryptotaenia Canadensis subsp. jap
onica) . —> < >(Carrot (Daucus carota subsp. sativus) . /Ntz!)Parsle

y (Petroselium crispum) . 4 4 7>/8t 1) Italian parsley (Petroselin
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[0176]

um neapolitanum) ZEDt YRl (Apiaceae) . 7 KUdo (Aralia cordata) .

45 /% (Aralia elata) FEDHIAFH} (Araliaceae) . 7—F 1 Fa—7A
rtichoke (Cynara scolymus) FEDF I F} (Asteraceae) ZH IR} (Carduo
ideae) . ¥ —HFChicory (Cichorium intybus) . L4 XLettuce (Lactu
ca sativa) HEDF VR (Asteraceae) ¥ VR/REEFRI (Asteraceae) . FUFL
orists’ daisy (Dendranthema grandiflorum) . > 2> % %2 Crown daisy (G
lebionis coronaria) , <7 1)Sunflower (Helianthus annuus) . 7 FFuk
i (Petasites japonicus) . J7R9Burdock (Arctium lappa) ZEDF IR (A
steraceae) F 7 HFHRl (Asteraceae) HICE T AEENFES (eudicots) ,

AEAMIEICH TS 18] &, B MIIREEY - EMEYPRSE - R
B, IHICIIMR - ERBDEOEWE (Vertebrata) ZRIKL. EM&MI
ELTIE. UTOEMIEITFONSID, CNOLDAHIREIND D TR
W,

Y F <) Tufted capuchin (Cebus apella) ZHEDA T FHFILE (Cebi
dae) . A =% 4 H¥FI)Crab-eating macaque (Macaca fascicularis) . ZHhHY
4 JURhesus macaque (Macaca mulatta) ZED A FHWFILEL (Cercopithecidae
) . F/8> ¥ —Chimpanzee (Pan troglodytes) . & kHuman (Homo sapien
s) Z0k & (Hominidae) . 777+t FEuropean rabbit (Oryctolagus cu
niculus) DU H 8 (Leporidae) . F>FSlong-tailed chinchilla (C
hinchilla lanigera) ZE®OF > FSF (Chinchillidae) . EIEw MGuinea
pig (Cavia porcellus) DTV X XIH (Caviidae) . T—ILF /N
Is 24 —Golden hamster (Mesocricetus auratus) . EXFXH XX IDjung
arian hamster (Phodopus sungorus) . £ JJILF X5 R X IChinese hamst
er (Cricetulus griseus) FEDF X R XIH (Cricetidae) . R FR XM
ongolian gerbil (Meriones unguiculatus) . /\'Y 1% X X House mouse (Mu
s musculus) . <R XIBlack rat (Rattus rattus) ED XX IH (Murid
ae) . <) AChipmunk (Tamias sibiricus) Z®M") A% (Sciuridae) . k&
N375 % 4Dromedary (Camelus dromedarius) . 74 375 % #Bactrian
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camel (Camelus bactrianus) . 7JL/NHAlpaca (Vicugna pacos) . )+ <L
lama (Lama glama) DS 4%l (Camelidae) . 74Pig (Sus scrofa dome
sticus) EDA /T (Suidae) . M FHAReindeer (Rangifer tarandus
) . 77 HRed deer (Cervus elaphus) ZEM < HFl (Cervidae) . 7~ Yak
(Bos grunniens) . ™ <Cattle (Bos taurus) . 77 XA F 2 Water bu
ffalo (Bubalus arnee) . 47*Goat (Capra hircus) . k&Y <Sheep (Ovis a
ries) MU 8 (Bovidae) . 4 Tx1Cat (Felis silvestris catus) %
DR (Felidae) . 4 T4 XDog (Canis lupus familiaris) . 7AHFY
&Red fox (Vulpes vulpes) ED 4 X# (Canidae) . 3—0O v /NI > YEuro
pean mink (Mustela lutreola) , 77X ') 73X Y American mink (Mustela v
ison) . 7Tl w NFerret (Mustela putorius furo) ZEMD A 4 FF (Mustel
idae) . MA/\Donkey (Equus asinus) . 7 <Horse (Equus caballus) &D ™
<& (Equidae) . 77HH>HI —Red kangaroo (Macropus rufus) ZEDH YV
HIL—F (Macropodidae) ZEICE T HMHELE (Mammalia)

4 F 3 90strich (Struthio camelus) ZM4 F 3 o F (Struthionidae)
. ZXAYHL FAnerican rhea (Rhea americana) ML 7&l (Rheidae) .
T X 31—Emu (Dromaius novaehollandiae) ZEZMDIT I 2—% (Dromaiidae) .
>4 F 3 JPtarmigan (Lagopus muta) . F A2 FaoWild turkey (Melea
gris gallopavo) . 9 XSJapanese quail (Coturnix japonica) . =7 h1)
Chicken (Gallus gallus domesticus) . OJ77 54 F < Common pheasant (Pha
sianus colchicus) . F >4 1 Golden pheasant (Chrysolophus pictus) .
4> R T +v~Indian peafowl (Pavo cristatus) ZHEDF R (Phasianidae
) . /AOROF 3 JHelmeted guineafowl (Numida meleagris) ZMR0O70
Fao& (Numididae) . ¥ HEMallard (Anas platyrhynchos) . 77 k& JLDom
esticated duck (Anas platyrhynchos var.domesticus) . #JLH ESpot-bil
led duck (Anas poecilorhyncha) . /N1 4 OH>Greylag goose (Anser ans
er) . YHhWSH>Swan goose (Anser cygnoides) . A A /N2 F 3 Whoope

r swan (Cygnus cygnus) . 7/ F 3 JMute swan (Cygnus olor) MDA
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E#l (Anatidae) . #1735 /N hRock dove (Columba Llivia) . F /3 KOrien
tal turtle dove (Streptopelia orientalis) . JF < /N NEuropean turtle
dove (Streptopelia turtur) ZED/N hF (Columbidae) . F/34 > Sulphur
—-crested cockatoo (Cacatua galerita) . FE4 O4 > dGalah (Eolophus
roseicapilla) . +# X4 > Cockatiel (Nymphicus hollandicus) ZEM#
7 L%} (Cacatuidae) . J% %Y S5 A > dRosy-faced lovebird (Agapornis ro
seicollis) . JLY > 94 > dBlue-and-yellow macaw (Ara ararauna)

. OO 4 > 3Scarlet Macaw (Ara macao) . Z¥ A « > dBudgerigar

(Me lopsittacus undulatus) . 37 LAfrican grey parrot (Psittacus eri
thacus) ZEMD 4 > I8 (Psittacidae) . ¥ 29 H>F 3 Common hill myna
(Gracula religiosa) D L7 KRR (Sturnidae) . R= X X ARed avada
vat (Amandava amandava) . F > #3F 3 U Zebra finch (Taeniopygia guttat
a) . a3 <*YBengalese finch (Lonchura striata var. domestica) .
7> F aryJava sparrow (Padda oryzivora) ZEDHITTFF a3 9% (Estrildi
dae) . A7) 7Domestic canary (Serinus canaria domestica) . J>F bk
JEuropean goldfinch (Carduelis carduelis) ZE®D7 MUR (Fringillidae
) FILET 5B (Aves) .

TR A X LA Veiled chameleon (Chamaeleo calyptratus) ZEDH X L
Z > %t (Chamaeleonidae) . /') —> A 7 FGreen iguana (Iguana iguana
) . 'Y —>7 ) —)LCarolina anole (Anolis carolinensis) ZEMO4A 77+
# (Iguanidae) . 1 JLA A MAHNile monitor (Varanus niloticus) .
I XA A NHHWater monitor (Varanus salvator) DA A M HA R (Vara
nidae) . A< F MH 4 Solomon islands skink (Corucia zebrata) M B
8 (Scincidae) . AT Z F X SBeauty rat snake (Elaphe taeniura) 2
D+ IAER (Colubridae) . 77H 77" 77Boa constrictor (Boa constricto
r) EORTHR (Boidae) . 41~ K=< FAEIndian python (Python moluru
s) . PI A=< FAFEReticulated python (Python reticulatus) D=3

FAER (Pythonidae) . H I & H XCommon snapping turtle (Chelydra
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serpentina) ZEOAHIYFHAR (Chelydridae) . F R A H ADiamondback
terrapin (Malaclemys terrapin) . 775X X #f XPond slider (Trachemys s
cripta) ED XY H AR (Emydidae) . =R A > H A Japanese pond turtl
e (Mauremys japonica) DA > H AR (Geoemydidae) . AV ALY UV HA
Central Asian tortoise (Agrionemys horsfieldii) DY 2 H AR (Testu
dinidae) . R wiR>Soft-shelled turtle (Pelodiscus sinensis) MR v
RB (Trionychidae) . ZA Y AT S —4—American alligator (Allig
ator mississippiensis) . Y AHh4 < >Black caiman (Melanosuchus niger
) Z0F7)HF—4F (Alligatoridae) . <+ L7 —Siamese crocodile (Cro
codylus siamensis) ZD- O34 1 J)LF (Crocodylidae) ZICE T HEHREE

(Reptilia) .

4 Carp (Cyprinus carpio) . ¥ F 3Goldfish (Carassius auratus au
ratus) . ¥ 757 1w aZebrafish (Danio rerio) D4 F (Cyprinid
ae) . 7—Y —0O—FKuhli loach (Pangio kuhlii) ZE® K< ao& (Cobit
idae) . ES5 =7 -+ w5 1) —Red piranha (Pygocentrus nattereri) . =R
Z > N SNeon tetra (Paracheirodon innesi) M HS> & (Characida
e) . ¥F /1%~ AMaraena whitefish (Coregonus lavaretus maraena) .
F > H 4 Coho salmon (Oncorhynchus kisutsh) . =< < XRainbow trout (0
ncorhynchus mykiss) . ¥ X ./ X4 Chinook salmon (Oncorhynchus tshawyts
cha) . #4 4 3y H4Atlantic salmon (Salmo salar) . 75UV KS5H
KBrown trout (Salmo trutta) ZdDH 4 Fl (Salmonidae) . #4141 VXA XF
Spotted sea bass (Lateolabrax maculatus) ZEMD X XFF (Percichthyidae
) . ¥V F3/7\F41Sea goldie (Pseudanthias squamipinnis) . 4 Tlong
tooth grouper (Epinephelus bruneus) . </\4Convict grouper (Epinephe
lus septemfasciatus) ZHED/\4F (Serranidae) . 7 JIL—F)LBluegill (Le
pomis macrochirus) ZEDH > 7 14 v aFl (Centrarchidae) . < 7 Whi
te trevally (Pseudocaranx dentex) . #3>/3FGreater amberjack (Seriol

a dumerili) . ') Japanese amberjack (Seriola quinqueradiata) ZED 7
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28l (Carangidae) . ¥4 A Red sea bream (Pagrus major) ZEZD&¥ A& (Sp
aridae) . ¥4I FT1S5ETFNile tilapia (Oreochromis niloticus) . XA
SL - Tt )LAngelfish (Pterophyllum scalare) D42 v RE (Cich
lidae) . O~ 4 0OPacific bluefin tuna (Thunnus orientalis) ZEMH /N
#l (Scombridae) . b5 7 4 Japanese pufferfish (Takifugu rubripes) %
D7 J® (Tetraodontidae) FHICE T 2ESHELE (Actinopterygii) .

AERHEICHITS TEARR] &k, ZOXENZFRT S & TABED
EFEICRIUTEY., RS- BEOZHMICAVWSIEDORERDOMFIEFICRIL
DEBEEZERL. BAFEFE L TIK. =Ry 2 W/3F Japanese honeybee (Apis
cerana japonica) . 4 37 I'W /S FWestern honey bee (Apis mellifera
) . < JL/NF/3FBumblebee (Bombus consobrinus wittenburgi, B. diversu
s diversus, B. hypocrita hypocrita, B. ignitus, B. terrestris) . ¥ X
J/8FHornfaced bee (Osmia cornifrons) . 54 3Silkworm (Bombyx mori
) ENETONDED. CThLHICREINDHDTIEARL,

APHEICHITD TX#U &, BARVCPFEILI > THEDEDEY.
RN ZNET2HEDCEDOENETRICES LoD D XIE T DFEIEZ T
DEMERRL. BAEFIELTE UTOEPLZETONDD. ThbDH
ICREINZEDTIERW,

HHAHT/NES) A< 2/8F (Dacnusa sasakawai) . /NES ) AT I/NF
(Dacnusa sibirica) . AL <> 7 75/85F (Aphidius colemani) . PH A
2 A< 1/NF (Apanteles glomeratus) MO~ 1/3FF (Braconidae) .
7> FTS52/8F (Aphelinus albipodus) . F+v /X5 775 3/85F (Aphe
linus asychis) . 74 775 3/5F (Aphelinus gossypii) . ZORT T
S /35F (Aphelinus maculatus) . 775 3/3F (Aphelinus varipes) .
ZF Y 3/NF (Encarsia formosa) . /344 3/3F (Eretmocerus
eremicus) . FF a2 HA YA 2/8F (Eretmocerus mundus) ZFHEDY v /N
F#l (Aphelinidae) RU/NEZ Y K1Y B A/8F (Chrysocharis pentheu
s) . NEFZYIRYbEXO/5F (Neochrysocharis formosa) . 1 HIT 7k
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X 3/8F (Diglyphus isaea) , AV L) EX/8F (Hemiptarsenus varico
rnis) EMD kb X J/NFFL (Eulophidae) ZHICET 254 1EParasitic wasp ;

> 34 A </NIAphidophagous gall midge (Aphidoletes aphidimyza) ;

+F K5 hoSeven-spot ladybird (Coccinella septempunctata) ; F
25> hJAsian lady beetle (Harmonia axyridis) ; EXAX /57> b

JPr

nutus) . V¥ EXNFAALY (Orius nagaii) « FIEXNFTAXLY (
Orius sauteri) . #4) b X/NF+HXLMinute pirate bug (Orius str
igicollis) EM/NFH A LR (Anthocoridae) ICET BHBMND X LA
thocorid predatory bug; 70Ok aw 4> hHXZIHA (Pilophorus typicus
) . #/NOHRZIHA (Nesidiocoris tenuis) EDHRAIAALTE (Miri
dae) ICBT BHEEBM AN X L Predatory mirid; 7Y A< FPHFIU< (F
ranklinothrips vespiformis) MDY F7HF I <R (Aeolothripidae) (C
BY2EEBMT7H I Y <Predatory thrips; 79T 24 HhH45 0% (Dichoch
rysa formosanus) . ¥~ k4% H4 0O (Chrysoperla nipponensis) Z&M
243 hH45 O (Chrysopidae) ICET 574 OUGreen lacewing ;
OA 7Y 4= (Neoseiulus californicus) . Z XY RATYH= (Amblys

edatory beetle (Propylea japonica) ; Qb X/NFhH XL (Orius mi

eius cucumeris) . FTY I RS VAHT)HF= (Amblyseius degenerans) .
AINWNAF—HTYASH = (Amblyseius swirskii) . FUAHTY 4= (Phytos
eiulus persimilis) DA T HF = (Phytoseiidae) ICBETDAHT) 4=
Predatory mite ; ¥V *F " ' EWolf spider (Pardosa pseudoannulata
) ; /NF 4 ECrab spider (Misumenops tricuspidatus) .

X (I) TRINZAFRPEEME, FIAEUTORERICLIYEET S &
AR D,

SHEERA
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(XD ROX(AD A, YT, Y2, Y3, R, R2, R3, R4, ROKRURCIZIRIZEEE A
CEMKAERY, RORCR(ID B, CFAIRERAUEKRERT, R (IID)F
JTRBERERET. RREEREF. C~C,7LFILALRZILATFS (FIAE, E
NOMIFFY)  C~C,7LAXxThILRZLAFY BIZE, 1VTF
WEFRSANRZNLAFY) XIETVIIL (BIZE, 4125V —-1-14)
) FERY, )

X(IDTRINZELEMXITEDER (FIAITRHERIE. RICKEERIE. ~Y
A OFEIR. p-MLI YV RNKRVEIES) & NI TRINZLEY
Ex, BERLERVEY, MUVIY, Y200X4Y, yO00KIMVA, 1,
2-ryn0O0xdy, DIFILI—FTI, tert-TFIAFIIT—FI. Tk
SerOT7350, 1,4-UFFF 0 BFBETFI. N, N-UAFILRILLT
SRON,N-UAFLTEITPTIR, PEMZM)IL, KXIEZENOD 25
FUEOERDEEDOREMELRTESL LTHW., BEALER(L) TERE
N3EEYW1T TILYUBICRHLT, 1~3TLYEOREF N DL, KEEH
VoL, REEKRFNYD L, BEEEF M) DL, MIVIFALTIV, IFIL
AV FOELT IV, N-AFILEILRY Y, EVDV, 4-(DAFILT I
NEVIVEDEREEFET. OC~RINEAMOERBEDRELEHT3 O
D~24REARBIESZ&ICLY, R(DTRINDIAFEBLENEF DT
ENTED,
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[0184]

[0185]

CZTRWLNZRAIIDTRINDEEHOHZ EDRILFEEHNTHY
. —ERETHERAE LTAFTES, T, ZNUADE DL, XEEHEOL
HMOFE. PIZETvy—FI - AT - AF42FI - FIT A MY — [J. Med.
Chem.] 19915, 34%, 163 0BHICEHOAERICELT, Jivd
5RMOANKRVEEE. BEFA I, HiELR) U XIEELELFFYILED
NnNarFvkilERBREIE2HE ThIANOY - LH—X [Tetrahedron L
ett.] 2003%F, 444, 48198, Jv—FIN - -FT - AF4>FI
I ZRMY— [J. Med. Chem.] 19914, 34% 2228%CRHD
FEICELCT, BN T2R/8MOAIAVEEE, BEEAOC/ILXIE7O)LF
BAY 7FIVEOEBE NOT VIEME %, RELALIFEBEEOEET. Rt
IHBHEE XF - Pv—FIN - FT - F—H=Zv U - FIAMN)—[J
. Org. Chem.] 19894, 54%, 5620EZIIEHD. WibT 3L
DAIKRVBBE, ANRZILIA I = RIBRIVEZ T IF =)L
FLEERBIEDIAEFLZAVTERT DI ENTES,

SEIEB
[1£8]

(X (Ta)A, G', Y, Y2, Y3, R', R2, R3, RARURCIIRIGEE R LEBK%
*x9, X(IV)H, RSIFKERRF. -0H, C,~C, 7L aAFTRUC,~C,/NOF I
IFJUNDRIEEERCERKAR L. J2IRERERET. EBRETF. AVERET
CCi~CLTIFIIANRZLAFRY BIZE EXxOqILAF2F) ( C,~C
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[0186]

[0187]

JTIVFNZVER—F (BIZIE XYV RIVERZVFFTF) [ C,~C,/N0
FIFILZIER—F BIZIE M) TIVAARAS 2V REKRZIIVF FF)
C TU=ILRNER—F BIZE RYEYRWKRZIFFT p-bILIY
ANKRZIAFVE) BTV YIL BIZE A IFV—-1-1)F) &
ORFLHEEARY, N(DH, G, Y1, Y2, Y3, RT, R2, R3, R4, R°K
VREIF LERERUBH®RART, )
R(DICBWTRSHAKRRFTH IR (1a) TRINDAFKPLEW 1 T Y
E&, R([)TRINZEEWT ELHEIIHLT, 1T~10ENLHEDOR(
IV)THRINZLEWEE, BELSIEtert-TFILAFILI—FTI, TS
kO3> 1,4-UFF5>, PEMZMYILXIEN, N-IXFILRIL
L7 X REOBMEREZAWV. HEARLIFTA(Ia) TRINZEEWT EILH
EICHLTTI~3EBIVEHEOKREFT M) DL, AYTL tert-ThFIR
KEBIEA) DL, REEAYD L NIIFILTIVIEE) D VEDRE
FET. O~90CHREHHTII 09~ 24BERIGIER I EICLY,
R(DTREINDIARPILEDZETED I ENTES,

ZZTARAWLNEA(IV) TRINZELEDDHDS L DIFLMIEEMTHY
. —ERETERAE LTAFTES, £, ZNLUADEDE. XEEEEHD—
MR ERAE BIZETrI AN - PR - J7—<2a—F4A)l-TL
5 4 > [Chem, Pharm. Bull.] 19864, 34%, 5408K02001
F, 4948, 11028, Vv—FI-FT-T-TrXrVAY -FZhHIL -
YA IT54—[J. An. Chem, Soc.]1 9644, 86%. 4383H., -
Sv—FIN AT - F—H=v Y - HIXAMY— [J. Org. Chem.] 1983
., 48%. 52808, #—H=v ¥V - >t X[0rg. Synth.11 988
F, ALIT4TRY)a—-L6& 1018, L vk [Synlett] 200
5&, 284 7H, vt R [Synthesis] 19904, 11598, AKX
E AL (JP HO5-1250175A%R) . BRMKFEFAHER (EP 0,051, 27354
) . HERHFAR (GB 2,161,8028504R) ZICBBOFEICELTART
5 ENTES,
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[0188]

[0189]

SHEIARC
[1£9]

(X)), G, Y, Y2, Y3, R', R2, R3, R4RURSIIAIEEE R UEKER
L. JSRIBRREF. RREF. IVREFXEC, ~C,AOTILFIRILKRR
— bk (BIZE MYTLAOXIVRIVEZNAFOE) EORIFRGREBE
R, )

XV TRINZILEWE., IAEI—OET7Y - Jv—FIb-FT - F—
H=vy - MY —[Eur. J. Org. Chem.]J2015%F, 2015%&, 4
S8 9OEEHICHRBMO—MBMNAEELHY T v IORIGEHEBW., ROVI) [
XA, ROIFRIEBERUBKRZRL. WIKBREFERT, ] TRINDEHLT
EFLVERBIEZEZN AV TRINZEEWMEXNVI) [P, ReIEHEIE
ERICRRZRL, UMY XFILDYINEERT, ] TRINDIERTEF
L &%, BIACERFFFHBRAHR (W0 2005/0948225 3#R) FICEL T,
VLT RSTFATUVEZDLHET. BRAY ) v TORISERETR
IHREEZH BHWE. XV TRINBSEEDZ. PIZEATOTA LI [
Heterocycles] 19974, 46%,. 20 9B ICaiEHO—BHAEREH Y
TV TORBEGET. NI [X, REFFIEBER URKER L. WE-InC
. -ZnBrXIF-InIFE%EZRKRT, ] TRINZIEBERTEF LV ERIGIHZ &
WKEY, MDD TRINDARRILEMER/DIENTES,

ZZTRWONEA (V) TRINSEEWOTHE DIF. B SERRRFETHEE
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2ER (WO 2005/01454553%R) . ERRFFEFHFRAEHR (WO 2013/0644615 AR
) . ERREFFHEEAER (WO 2013/064521 50%R) Fil#HDOAMIEEMTHY
CEll FRLUAOBE OB LRFEEMERRICLTERT HIENTE S,
Fre. AVDTRINZELEDOKE DIEAFLEHTHY. —EBIEHR
mMELTHEAFTES, . ThUADDOE RFEEMICET 5 XXAHRED
BO—MHNLEXFEICELTENT DI ENTES,

[0190] ELERA~ELEXRCICBVWT, RIS THRORGEEYIE. EREME X
BHSREIORMR L. JORBIBRE. XUIKKICIRA, BHEAEHME®EREE W
o, BEORULEBAEITAWV, BHOTILFDIEY I VERT I REEY
ZR/BIENTED, T, BEHOBENELLEZIIE, Bifgd. B34
osAv TS 7 BEI/AX NI ST BAEI O NS TO0BED. £8
DIEHFEICL > TR EDBL, BRI DI ENTES,
HEFATHWVWOLN SR (I TERINZELEMIE. HIZERIER T ~RIGER
TODEDICLTERTEHIENTES,

[0191] &Ik
[{E10]

rR! R?
(IX) (1la)

(XVID A, Y, Y2, Y3, RT, RERUNJCIFRIGEE A URKRAERT, A (VI

IR, Y1, Y2, Y3, RY, RERUNBIGILEBER UCEKRERT, N (VI)Fh, Re
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[0192]

[0193]

[0194]

[0195]

WWRIEBE B UBKZR L. WIKRREF. NI AFILYULEEZKRT, A (IX)
. Y'Y, Y2, Y3, RY, RERURSIZ LEBERUERERY, N(IIa)d, Y1, Y
2, Y3, R', RERURSIF LEBER UBKAERT, )
RVIDTRINZILEME, FIAENAAA—H=Zv I - TR - X5«
FI - HIAMN)— - LAY —X[Bioorganic & Med. Chem. Lett.]201 2
F, 22%, 61 O8EFICKBOAEICELT, JAVTFLTILIZD
LERY REOETHZAVWTET LR, ZREY-tert-TFI ERIGX
BB EILYRVIID)TRINZEEMEEKT DI ENTE S,
RWT, RAVIIDTRINZEEMERAVD) TRINSZ(LETE., HIAE
F—H=Zv 9 - PR -NAFELFa25— - I ZX MY —[0rg. Biomol. C
hem.J2002%, 12%. 185&. Yv—FI -FT - AF14>FIL -4
IANMY—[J. Med. Chem.] 20094, 52%. 356 3BZICEHDE
BEAY TV TORBFEHERBVWTIRBIES 2 EICLYX(IX)TRIND
LEMEERTEIENTE D,
ZDEIICLTHELNAERNINTRINGLEDE. XTI —Ov /%
srngr (EP 1,574,51150%R) . ERRFETEREAEHR (W0 2008/0219275 2%k
) . EREFEFHEAE (W0 2010/0752005/~%R) FICEEEDAEICE L TE
B, RIKFRE. M) 7ILAOEBEERGITTHERET D EICLY,
RIDICBWVWTRS, RERURHAKFERFTH 2R (Ila) TRINB{LEYXIE
Z0DE (FIZITIERBIE. RIEKRERIE. M) LA OBBES) 2852
NTED,

R 2
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[E11]

R' R?
(XIIT)

R' R?
(XIV) (I11b)
(KX(VID) A, YT, Y2, Y3, RT, RERUNBIFRIEBE A LEKRERT, (X))
« RFC, ~C, 7 FINXIEC, ~C,nNOFLFILERL. HERERF. 8%
RFXIEIVREREFERT, NXDH, R3EC,~C, 7ILFILXIFC,~C,/NO
FILFINERT, X XII)H, YT, Y2, Y3, R', R2, R3SRONJ3IE EEEERE U

BRZxRYT, AN(IIb)H, Y, Y2, Y3, R', R2, RERUReIFLEE&EE LR
R, )

[0196] RAVIDTRINZEEDE. BIAENAAFF—H=v I - TU K- XFT4
FI - HIAMN)— - LAY —X[Bioorganic & Med. Chem. Lett.]2009
F,19%, 1488EBRKV1492H, 20114, 214, 14348
ZICHRBOAZEICELT, AN TRINZLZHMDT ) Z v —ILRIGFH & RIS
TELZN XRBXXDTRINDZLAMO) FULRBHE RIS HE. K
RIEKRVRFMN)DLEEZRAVWTERTT S EICIYRNKID TRINS LS
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MEERT DI EDTE D,

[0197] ZOD&IICLTHELNAEANKID TRINZEEMERIGR 1 EAKICLT
RiTEZZ&iCEY, RADIKSWVW TR RURIHAKFZERFTHZA(IIb) T
RINZEEMXITETDE (BIAILERRE. R{IKKREIE. M T7IILFOE
BIE%) #8252 &NTED,

[0198] &S 3
[1E12]

CH3Li-CeCI3

or
CH;MgBr-Ti(OPr-i),

(XVII) (Ic)

[0199] (K (VII)dh, Y1, Y2, Y3, RT, RZRUNIIRIEBERA CEKRAERT, R (XV)
YT, Y2, ¥3, RY, RZRUNBIFEEEEBUBKRERT, R (IIc)d, Y1, Y

2, Y3, R', RERURSIF LEBER UBKAERT, )
RXVIDTRIND(LEWME, HIAIES V2 X [Synthesis] 200 64
ATVASEEFICREBORAICEL =B VLAEETAFILYFIL
RiSEIERIGIEZ M XiET Ly b [Synlett] 20074, 6528%
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WKEEHOFEICELTFIZVLANT MMV TORFY REETXAFI
TV Zv—IRIBEIERBIEEZZEICELY, KXV TERINSELEMES
T BIENTED,

[0200] CZCOD&HICLTHELNAERANXK)TRINZEEMEZRIGN T EARICLT
RisIEzzECEY, RADIKBVWTRIRURAAFILTHY ., REAKFE
FEFTHBZA(IIc) TRINZEEMXIEZEDE (HIZIFIEFEIE. R{IEKREE
', MINAOERESE) 2852 ENTES,

[0201] RIS 4

[1613]
IE
EtMgBr
y3  Ti(OPr-i)/BF3-EGO HN
R' R?
(XVIID)
Q—~R"
Boc,0 o (VI)
—_— 1 -
base O/C\ Pd

R! R?
(XX) (11d)

[0202] (SN(VID)A, Y7, Y2, Y3, RT, R2ZRUNBIFRIGEE A URKAZRT, A (XVII
DA, YT, Y2, Y3, RY, RZRMNBG LEBERUBKART, R (IId)H. YT,

Y2, Y3, R, RERURSIZ LEBERUEKERT, )
RAVIDTERINZLEYE, FIAETIAN - 33I2=s—2 32X [Ch
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[0203]

[0204]

[0205]

em, Commun.] 200 14, 17 92BZFICRBEDHEICELTFI=VL(
VT4V TARFY RRCZTVIERIVRY IFINI—FTIEEEET
IFLT) Zv—IRIBEIERBIEDZ &ICELY, XXVIID)TRINBIE
BMEEBRT DI EDNTE S,
CDEIICLTHELNAEXNXVIID TRINS(ELED 2RISR 1 EERKRICL
TRibIEZc&ICEY, KADICBWTRIRUR P —HEICR>TIFL YV
BHEEKT DI EICLY, RRRURAEES T IRERRERTFEHICO /7070
WBREHBBK L, REAKRRFTHIRN(II) TRINDEEMXIZTDE
ZILIERRIE. RILKFRERIE. M) 7 A OBRES) 2822 &N TE S,

RIS 5
[114]
3 no— 14
D R -Mg-J
(X) Q—-~R*
2)  H'H,0 (VD)
or j Pd j

1) (i-Bu),AlH

(VI 2)  H'/H,O
R® H,N-R?
(XXIIT)
NaBH;CN
Rl R? RS R'R?
(XXII) (ITe)

(XVIDHA, Y, Y2, Y3, RT, RERUJCIFRIGEE A URKRAERT,, N (XXI)
A, Y1, Y2, Y3, R', R2, RERUNI3IFIERBERAULEKRERT, R (VI)dh, R6
WWRIEBE B UBKZR L. WIKRREF. NI AFILVYILEFEERT, AKX
D, Y7, Y2, Y3, RT, R2, RERURSIE LEBERUEKREZRT, IV (XXIII)
. RSIEC, ~ConOFPIFILFF, -COR KRTC,~C, 7N AF T HIR=
LA DRI ER UEKRERT, (Ile)A, Y1, Y2, Y3, R', R2, R3, RS
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RURSIZ LEBERUEKRERT, )

AVIDTRINBLEME, BIAETIAL - FYR-T7—<2a—7
4 A - TLF 4> [Chem, Pharm, Bull.] 19864, 34%. 4653
BEILZHOFEICEL TR [RP, RRRVIEFRIZEB UREERT,
] TREINZRNMDT ) Zv —VRISHI E RIS BBINKZET 2H. X
& BIZEY - Yvy—FI - AT -A—H=v o - H5TZAMY— [J. Org. C
hem.] 198145, 46%, 46 00EFICHEBROFERIELTIIYVTF
WTPIVEZOLERY RERIBIVLEBMKDETZZ&ICEY,. XX T
REINBEEMEEKT DI ENTED,

[0206] JRWT, XXX THRINZEEMWEZRXVD) TRINZIBEL T EEFL V&,
BIZIEF FSAROY - LY —X [Tetrahedron Lett.] 201 2%, 5 3%
. 4117EH, ThSA ROV [Tetrahedron] 20054, 6 1%, 269
TEFICKEHOERAY TV Y TORBEHEAVTRIGIEZ 2 &ICLY
 AXXID TRINDIEEMEERT DI ENTE S,

[0207] CO&EIICLTELSNAERMKIDTRINGLEYE, HlAEI—OET
YTy = FT - ATaFI - IR MY —[Eur, J. Med. Chenm. ]
20094, 445, 486 2EHZFILEEHDAERICELTY T/ KFKRIEKRD
2T M) LEOETFIEET. RAXXIID) TERINDZNHMOT IV XIEEFH
S5MIE (BIAIXIRMIE. BFEEIEE) (RISIEZZ&ICLY,. XADICBWL
TRIDNKREFTHZR(IIe) TRINDILEMERTD I ENTE S,

[0208] &Itz 6
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[1£15]

(XXVII) (XXVIID)
Q—=r* v? RS
(VD) [H|
Pd

(XXIX)

(I11)

[0209] (XN(XXIV)eR, Y7, Y2, Y3RUJIRIGEE R CEKZERT, NXXV) A, R3&
At E B URBRZRT, XXV H, Y1, Y2, ¥3, RRRUIE EEEER LR
CkaFRT, NXVIDA, Y1, Y2, Y3, RRRUIE LEBERUEKERT, X
(IIf)fA, YT, Y2, Y3, RIRUROIF LEEEBUERERT, )

XXXIV) TREINBILEME, PIZESv—FI-FT - % - 5IHI -



WO 2018/003924 109 PCT/JP2017/023955

YPAITTF4— - N—F> - NSV RT7U2av X, 1[J. Chem, Soc. Perk
in Trans, 11197 9%, 64 3EFICHBHFDAEICELTHXXNV)TRI
ZAMO-MOTIVAVEERERBIELZEICLYRXNVI) TRIND
ILEMEERT DI ENTES,

[0210]  RWT. RXXVI) THRINZLEWMZ. BIZIE> Ly b [Synlett] 20
144, 255, 289 1 BFILEHOFEICEL THM—BREFZAWT
Bt d2&ildY, NXXNVIDTERINZELEMEERT DI ENTED,

[0211] ZOEHICLTELNAERXXXNVID TRINDLAEWERGI 1 EBHFICL
TRISIEZCEICEY,. RADICHVWTRT, R2, RARURSHKERFTH
ZR(IIF) TRINZEEMIEZEDERE (FIZIFIEEIE. RIEKREIE., ~Y)
JINAOERIESE) 2/52ENTES,
ZZTAHAWLNEZRXXIV) TRINSEEMOH® DIELFEEMTHY
. —ERIETERBELTHEAFTES, . TNRLUADEDOELFEEMIC
Y 2 X EEEHDO—MHNLEXFEICELTENT DI ENTES,

[0212] RIS 7
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[1616]

(XXXII) (XXXTIT)

Q——R®
(VD)

Pd

(Ilg)

[0213] (R (XXVI)Ar, Y1, Y2, Y3, RIRUIFERHIEEE B URKZRT, R (XXX) A
 WEBRRTF. MERTFXIE-NH-ZFR L. R2EC; ~Ce7ILFIL, C~Ce/>

O7)IFI, Co~CeTILT I, Cs~CsTIFZIL, D)oLk TEHRIN
7z (€ ~COTIFIEERT, XKD, YT, Y2, Y3, W, R, R
SRGIEERBERURKZRT, AXXXID) A, YT, Y2, Y3, W, R2, R3R
VPR EREERCEREZRT, RIIgAH. YT, Y2, Y3, W, R2, REKRUREIF
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[0214]

[0215]

[0216]

EEREFAULERERT, )

RIGH 6 DERPBAETH BNV TRINZ(ELEDEXXXX) TRI N
SZRAMDOTIINA—IIE, FA—IEXETNAFOTIVEEE, HIZIET
NSAROY [Tetrahedron] 201 2%, 68%&., 15218, Fh5ANR
Oy - L& —X [Tetrahedron Lett.] 20084, 494, 12448, 3
—AEFY -y —FIN-FT - A—H=v s - FIX ) —[Eur. J. Org.
Chem. 1201 0%, 54 82HFICHRBDHAEICELTRIEIED 2 &ICE
YR XXX TRINZIEENEEKT DI ENTED,

RWT, AKX TRINDIEME. BIZET LTy - FT -F - 4
AL - YA ITF4— - FT7 - T8 [Bull. Chem. Soc. Jpn.] 201
4%, 8745, 127TEHICKBOAECEL THIL-—HREFLZAVTGETR
TH5IEIEY. AEKXIDTRINBLEMEESKRT B ENTES,

ZDEDICLTHELSNAERXKKXID TRINSIEEWERIGR 1 ERAERICL
TRIIEBZ&ICELY, XKADICBWTR'A-W-RaTH Y., R2, RARURA
KRRFTHDIA(IIY) TRINDILEMRIZEDIRE (BIZIFIERIE. RI1IK
RERIE. b VA OBBRIES) 2|22 TE S,

RIS 8
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[1617]
Y? y2
Y! 3 , vl 3
R3 = J° 1) halogenation 0O )Ri = |
| - g
L N 0 N 3
¢ N Y3 S (ICI) NT Y
© 2) NK o
(HAXY) (XXXVI)
O
=" y! F
(VI) o R Y |
Pd N)\ﬁ SNy
\ O
O
Rh
N—SF,
Rb
H] (XXXVIII) aq. CH;NH,
- . e
or
H,;NNH,

(XXXIX)

(ITh)

[0217] (N (XXXV)H, YT, Y2, Y3, RERUJSILRIGEEE A LRK%ZRY, N (XXXVI) A
YT Y2, Y8, RRRUBE ERER UERKERY, (VD A, ROIFFIEEEE
CEKZRL. QIKRREF. MUXFIL Y, -InCl, -InBrX(F-InIE %
F9, NXXXVID)FA, YT, Y2, Y3, RERUROII EERERUBKRZRT, XX
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[0218]

[0219]

[0220]

[0221]

[0222]

XVIID) A, ReIGIZFIL, 2— X MFIIFIEEKRT, NXXXIX) A, Y1, Y2
, Y3, RRRUROIF LEBERURKRZRY, R (IIh)dh, Y1, Y2, Y3, R3IKRUR
SlIFLEBEELCERERT, )

XXXXV) THREINZEME. HIAITERSFFHBRAER (W0 2014/010737
BAM) FILKRBOFEICELTNOATMELERIZIILAIIRAYDLE
REIEZZ&ICEY, XXXV TRINDEEMEERT DI ENTES

ZDEDICLTHELSNAEAXXN) TRIND(ILEYE, RV TERINDS
BMT7EFL Y EBERCEARKRICLTRIBIEZ Z &ICELY, LAXXXVII) T
RINBILEDEEHRT DI ENTE DS,

RWT, AXXXVID TRIND(LEDZ. P LERFFFEELZER (W0 20
13/00374085 A%R) FICERBOAARICE L TKRIEERVERF MN) T LEDETT
HEZBRAWTERLAZ., XXXVIID TRINSZAMO 7 vRIEFIERIGE
2284y, XXXIX)TRINDZILEMEERT DI ENTE S,

CZDEDICLTHELSNAERXKXIXN)TRINSILEWE., BEAQSIEMLT
. orOaRxs Yy, sOAKRIVL XY=, TH /)=, TEIER
O75>, 1,4-UAFxHY, KXIFEFNSD 2BEULOERDEIE DR
EMEEB/EE LTHAVW. REALIEER. PILIVEOREEAIFTES
T, RXXXIX) TRINDEEWT EILLHEICH LTI ~4 EILLEEDAFIL
TIVKBBR. ERSIYVKBRXITE RSV Y—KNPEER~RINES
MOETREEDREHETI ~24FRARBIESZ&ICLY, RADICH
WTR'N T vREFZFKRL. R2, RARURHAKRFEFTHBA(IIh) THRI N
IEMEBDIIENTES,

ZZTAHAWLNEZRXXXV) TRINSEEMOHS DIELFEEMTHY
. —ERIETERBELTHEAFTES, . TNRLUADEDOELFEEMIC
Y 2 X EEEHDO—MHNLEXFEICELTENT DI ENTES,

R 9
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[1£18]
RC
y2 RS B e 1+
Ph;P—CH,- J
Y! Z
0 R3 = | (XL)
)\ X 3 >
N I(lf N Y base
O
O
aq.CH3NH2
or
H,NNH,

(111)

[0223] (SN(XXXVID)HR, Y1, Y2, Y3, RERURCIIHIEBE B ULEKEZRT, XL
« ROZKFRF. NATVRF. C~CeTIFI. C~CenOTILFILRIEC
1 ~Ca 7N AFTFEEKRL, JHRAEIRRERCERKRERT, NXLDA, YT, Y2,
Y3, R3, RORURIFLEBER UBKRZRT, N(IIi)H, YT, Y2, Y3, RS,
REZRURIELEBE R URKEZRT, )

R 8 DAMFRBETH DR XXXVIL) TRINBI6EWME. BIAIET7 Y
975 - ANX— - AV —F>3FI) - T5F 133 v[Angew. Chemie, I
nt, Ed.J201 145, 50%. 25938, #—H=v Y - L#—X [Organ
ic. Lett.] 20074, 9%, 52198, ¥-Yv—FI - -FT - F—H
=y - IZKN)—[J. Org. Chem.] 1993%F, 58%, 6509H,
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[0224]

[0225]

FhSAKOY [Tetrahedron] 201 0%, 66%, 34998, 3—OF
TV - Ty—FIN AT -A—HAH=vY - 5T XY —[Eur. J. Org. Chem,
120075, 26 6EFICEEEHDHFEICELT, AIZIEAY VL tert-T b
FUR FRUTLAFHAFINIOSYR VFOLDAYTOELT I
Ko ZILFLYFILEORIBEEFET. AKX TRINSZLEMERBE
BTHZ&iCdY. RXDTRINDILEWNEEHRT DI ENTE DS,

ZDEIITLTELNAERNKLI) TRINSEEME., RIGR 8 EAERICL
TAFINTIVKBR BRI VKABRXIZE STV —KIMEE RS
IHZzEICELY,. RADICHWVWTR ER2ZEDR—FEICAR > TC,~Ce I F )
T, C~CenNAaT7IF)TFURIEC,~C,7ILaAFT(C,~C)T7ILFY TV
ZWB L. RARURSHDKFBRFTHBZAALI) TRINDILEMEFTLII &N
TZ %,

CZTRHWLNZRAXKL) TRINZELEVMOHDL DI AFMEEMTHY.
—EREHERMmE LTEAFETE S, £/, ThLUAOEDE RFEEWICE
I XBEHO— MU AERAERICELTEKRT DI ENTED,

R 10
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[1£19]
0]
V2 NK
1 3 +
Yoo~ T (CH);380) - 1 O
O“‘\C \N v? base
1'11
(XLID)
YZ
Y! 3
0 = | 0
"
N N Y3
HO R!
0
(XLIV)
Q—~R¢
(V1) O aq. CH3NH,
Pd or
H,NNH,

(11j)
[0226] (K (XLIDh, Y1, Y2, Y3SRUJIRIERE B UBHKAER L, RTEC, ~Co 7L
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FILEERT, NXKLIIDA, YT, Y2, Y3, RIRUII EEEER CEKERT
o INXLIV)FR, Y7, Y2, Y3, RIRUIIBE LEEEER UEKRAERT, N (XXXVIII)
. RPFRIEEE R CEKRZERT, NXLV)A, Y1, Y2, Y3, RTRUNJSIF EED

ERLCEKRAERT, . RV A, REIFFIEEEBURKEZR L. UIKKREF

MU XFILD YU, -InCl, -ZnBrXiZ-InlZ %3k, RKLVD) A, Y1, Y2,
Y3, RTRURIFEEBER URKRZRT, N(IIj)H, YT, Y2, Y3, R'KTURS
ELEBEALUEKRERT, )

NXLIDTRINBEME. FIZE> YTy Y -2 —2 3
> X [Synth. Commun.] 200 3%, 33%. 21 35BHICRBHDAEIC
EZLOCTRMNIAFINRILKEFY ZOLIA—Y REERBIETRZEICELY, K (
XLIID) TRINDIEEDEEHRT HIENTES,

[0227] RWT, R(LIID)TRINZLEM%. FIATERREFFLERAEHK (W0 200
6/136821 5~%R) FICHRBOD I EICELTIIINAI RAVDLEREIE
B2 EICLYRANKIVITRINBEEWE LR, HIALERSTFHBELR
(WO 2009/12385552%R) FICEREMDAEICE L THAXXXVIII) TRIN DL
MO7yvREFIERBIEZZ&ICLY, XKXV) TRINZ(LEMEEKT
5 ENTES,

[0228] CO&HICLTHLNAERKV)TERINZ{EEYE, RV TRINZE
BT7EFL Y EBEREAKRKICLTRIGIERZ &ICELY, XNLVI) TERX
NHEENEEHRTEHIENTES,

RNWT, XXV TRINBIEEMERIGRE ERARICLTAFILTI Y
KBR, ERSIVKABRIZE RS YV —KiIPERIGIED I &ICLY
cRADIKBWTRZA T Y RREFTHY. RS, RARURHKRREFTH B
II)) TRINDILEYERDLENTE S,

[0229] CZTAVWLNZANKLIDTRINZLEHNOHE DIEAKLEHMTHY
. —ERIETERBELTHEAFTES, . TNRLUADEDOELFEEMIC
BT 2 XHMEHO—MUASRTEICE L TERILERT DI ENTE D,

[0230] RISH1~RIGXE TAVWLNZRAVIID) TRINZ{EEMIE. HIAIEKX



WO 2018/003924 118 PCT/JP2017/023955

[0231]

ORIBAT 1 ~REHR150LDICLTEART BT ENTE B,
R 1 1

[1620]
0
y? N ope
y! P ) (XLVIIT) .
| »-
55 \N |3 base
(XLVII)
(XLIX)
Yz
y! K
=
NC > |
NTYS
(Vlla)

(NXLVID A, Y1, Y2, Y3SRUBERIEEEB UEKREZR L, JSRAOT VR
FERT, NXLVIID) A, RUIC, ~C,7ILFIEFRT, RXLIX)A, YT, Y2,
Yo, JBIRURIFILEERUREKERT, N (VIIa)AR, Y1, Y2, Y3SRWJ3(Z
EEREFAULERERT, )

XXVID) TRINZILEME. FIZEY - Jv—FI - AT - F—H=v
X ZKMNY)—[J. Org. Chem,] 2008%F, 73%., 164 3H, /N1
FA—H=Zv Y - PR - AF42FN - 5IZAM)— - L4 —X[Bioorgan
ic & Med, Chem, Lett.]2009%4, 19%&, 44 84BF%FIIBHDAEIC
L TRFMOANKLVIID TRINSG V7 /HBIATIERBITESL I &I
Y, AKLINTREINZILEMEERT D ENTE S,

RWT, RALIX)TRINDLEME, FIZAEY vy —FI - FT - AT«
FI - HIAMY)—[J. Med. Chem.,] 20054, 48%, 216 7H,
vt X [Synthesis] 201 0%, 333 2BFICEEHOSEICELTM
BipkiBdsZ &Ik Y. KVIDIKSWTR RUPRZHAKFRRFTH SR (VII
A) TRINBEEWEEKT DI ENTED,
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ZZTAHWLNZANXKWVID) TERINSEEWOHE DI REEEHTHY
. —ERIETERBELTHEAFTES, . TNRLUADEDOELFEEMIC
Y 2 X EEEHDO—MHNLEXFEICELTENT DI ENTES,

[0232] RRiG=1 2

[1k21]
YZ J3_R1 Y2
Y 3
vl _ )3 (L) — | J
NC \N I " base NC \N Y3
Rl
(Vila) (VTTb)

(KX(VITa)A, Y1, Y2, Y3RUJFRIEBEB URKERT, (LA, J3IEHED

BEAUEBEKARL, RUIC, ~Co7IF I, Ci~CenNOTILFIL, (D) 1Tk
STE#BRINAZT7ZZIL(EC,~C)TIFILEERT, N (VIIb)A, Y, Y2, Y
3, RRGIBIFEEEER URKAERT, )

[0233] RAVIIa)TRINZEENZ, BIAETv—FI - FT -~F7FO%147 )
w4 - X2 MY — [J. Heterocyclic Chem,] 198 7%, 24%. 106
1BEICEROFRCELTAMNOR (L) TRINDEEMERKBIEDZ &
L&Y, KVIDIKCBWTRZAKKRRFTH IR (VIIb) TREIND{LEMES

KT DI ENTED,
[0234] i1 3
[1822]
v2 NC\/R] 1 y?
w e v N r
| NC._ A
5 \N v base N y3
R]
XLVII
(XLVID (VIIb)

(XXLVID) A, Y1, Y2, Y3, JBBROJSIAIEEER URKERY, A (LD H,
RUENOTFVEFLUNOFIRERER CE®RERY, XVIIb)H, Y1, Y2, ¥3, R
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[0235]

[0236]

[0237]

"ROGIEEEEBUERERT, )

XAXVID TRINDEEMZ. BIZET Yy —FIL - FT - ~F7OF17)
w9 - X2 KN — [J. Heterocyclic Chem.,] 198 7%, 244, 106
T8, - Yv—FI-FT - F—H=v v - T X r')— [J. Org. Chem,
120054, 705, 101 86EFICEHDAEICELTRA(LI) TKRE
NBEEMERIKIEDZEICLY., KVIDICBVWTIRZAKKRRERFTHSHR
(VIIb) TRINDILENEEHRTEHIEHTES,

ZZTRAWLNER(L) TRINZEEMOHL DIEAFMEESHTHY.
—BIIMIRGBE LTEAFTE S, . ThUADOB D ARIEEYICE
T OO —RIBRERAEICELTERT DI ENTE S,

Rt 1 4
[1623]
v2 J-Rr2 y?
YA Y AP
NC \N v3 base NC SN | v3
R] Rl R2
(VITb) (VI

(KX(VIIb)H, Y1, Y2, Y3, RTRONIRISZE B UEKRAERY, R (LI,
JRFBIRBER LBk AER L. R2IEC, ~Cs I FI, Ci~CenNOTILFILES
x£9, [/OVIDA, YT, Y2, Y3, R, RZRUNISIZ LSRR URKAERT, )

N(VIIb) TRINZIEYME. fIZEI—OET7Y - Jv—FI - X T -

XF42FIN - T ANY —[Eur. J. Med. Chem.]20044E, 3 9%, 9
IIEFILRBOAEILE L TRHORN(LID) TRINZLEDERIGIE S
ZEIC&Y, RVIDTREINDEEMEEKRT DI ENTES,

RIHE 15
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[0238]

[{b24]

0\\/9 O\\/p
S5

F Y! 3

- = | !

t-BulL.i NC >~ 3

N Y

F F
(Vlla) (VHC)

(X(VIIa)d, YT, Y2, YSROJSERIEEE R URHKAERT, R (VIlc)h, YT,
Y2, Y3SROFLEEBERUEKRERT, )

ANVIIa) TRINDEEME., BIZEY - Jv—FI - FT - A—H=Zv
2 -43IZKY—[J. Org. Chem.] 19984, 63%, 8052EF%ICE
BOFEICELT, tert-TFILY FULEORBELFET. N—7/)740OR
VEVANKVEAI REDT vREFIEREIEDZZ&ICELY, HVIDIC
BWTR'RUVR2A T v RRFTHEIA(VII) TRINDILEMEENRT S
ENTED,

RER1 6
[125]

(VIIa) (V1Id)

(R (VIIa)rh, YT, Y2, YSROJERIGBER URKERT, N (LIID A, J°
IFFIEEE R LB ESRT, N(VIIDA, YT, Y2, Y3SRWNSIF EEE &R LR
R, )

RN(VIIa) TRINZEEWME, BIZESY—FI AT - AF14>FI -
FIZM)— [J. Med. Chem.] 201 0%, 53%, 600 3EZICEHD
FEICELCTRFON(LIID TRINSEEPMERBIED I &ICLY. K(
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VIDICBWTRT ERZEDA—BICBR>TIF L VEHEMKT DI EICLY., R
RUORZHPEET Z2RFRRTFEHICT7O07OELNRERRKRT 2R (VIId) TK
INBILENEERT DI ENTES,

[0239] LEROBRBICEWTIE. RINKETH., BEORULEBEZTADI I &ICLY
. BUSRA~SUERCORBE M E R 2R 2 DELEFREEEBL &N TE
%,

T, INLDHFERICIYBEINE2DEEFEHEIT. BB - BRT
&K, TNTNEFODEFFERIEORIVICAWSD I &EHTES,

[0240] ChHOBEEERVWTHETESZARBPICEESINGRX (1) TRIND T
WEZIEY O VEBRT I NMeEWE LTE, BEMICHZIETROLI 1-
1~[1]1-5 0DBERTRINDLEMPESFOND, BL. [11-1~[
| 1-5 0ODBERATRINDELEWIPRDEZHDEDTH > T, AFEHAIC
BEINZTLFDUEY S VERTI REENMEINLDOAIREINDS
HDTIEAL,

[0241]
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[1£26]

NO,

O~

Cl

[0242]
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[1827]

[0243]
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[1£28]

[0244]
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[1£29]

[0245]
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[1£30]

N
N ’II\T 1'15 Rl R2

!
CH,

[1] - 49 R

[0246] ZZT, [I1]1=-1~[1]1-50@BENITHRWVTY', Y2, Y3 R, R2 RS
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. R4 RORURSTRINZEHMEDEFHNLHASHLEDHIE LTIE, Hlx
EE2RICRTHAEDLEDLRETFTONS, BEL. F2ROMAEDHLEIHIR
DHDEHEDTH>T. AFEBICTEINSZT7ILFIE) D VEBRTIRN
IEE¥DYT, Y2, Y3 R', R2, R3, R4, RERURSTHRINZEHREDERY
BHAEGHEREINSDOAIREIND E D TIEAL,

[0247] &, R, EtEDEHFITFILERL. UTFEKIC-Priz /b 70OE
W&, i-PrRUPr-ild4 Y 7OEN%Z, c-PrRUPr—cid> /07O %, B
u-sidsec-7 FIL%&, c-Buld> /v O7FI%&. t-BukTBu-tidtert-7FIL %
. PenlZRUFIE, c-Penld>/ORYFI%E, c-HexiZT/OANF VI %,
PhigZ7 = =)V %, 1-Naphld 1 —F T FIL %, 2-Naphld 2 —F+ T FIL = EFNTE

nxL.
xH, D-1-1a~D-26-1c CRIN D EFEEERRIE. ThETNTEEOEE%E
=L,

[0248]
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[1631]
(L),
3 4 4 5
(7) -
0y e i) Oy D
0 0 0 >
D-1-1a D-1-1b D-1-1¢ D-1-2a D-1-2b
/ 0 3 4( )
7). —
S S g
D-1-2¢ D-2-12a D-2-1b D-2-1¢ D-2-2a
(Z), . CH; q R
4 5 / / _ 5/ N\’
NP /g\ N-p13 N
2 3 (Z)a
D-2-2b D-2-2¢ D-2-2d D-6-1a D-6-2b
(Z),
N N N— S
‘ (Z)y, 3 (Z)q /(
/(0%5 /(s\ /Q 5 / /) / /)2
D-7-1b D-8-1a D-8-1b D-8-2a D-8-2b
@) 4 (D
oo 00 G
\ \
2 - - -~
S S N N~ 6 N
D-8-3a D-8-3b D-23-1a D-23-1b D-23-1c¢
Cl
s @,
AN | X 4| 6 | AN
V/ =N ~N ~N ~N
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D-23-1d D-23-2a D-23-2b D-23-2¢ D-23-2d
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[0249] [1k32]

F Cl
F
~ X = F Cl
=N ~N ~N ~N ~N
D-23-2¢ D-23-2f D-23-2g D-23-2h D-23-2i
F
‘ 5 (@
F | XN 5 | XN | N 4 | O
N - N -~ N
- = 2 N N
3 (L)
D-23-3b D-24-1a D-24-1b

4
N”§5G) N |\N
)I\N/ 6 n)I\N’ A

N
D-24-1¢ D-25-1a D-25-1b D-25-1¢ D-25-2a
6 (Z)y
5 XN N\ﬁ 6 % 2 AN 3Ny S
| I I | | @)
\% 2 =N =N = =~ 6 !
NS N N
(Z)n 4
D-25-2b D-25-3a D-25-3b D-26-1a D-26-1b
N ™
/“\4 N
D-26-1¢

[0250] E#E(Z),DBERMUEERTESIE. LEROBERICSVWTRINLES
DUBILRIETZ2EDTHY., BIAIE FTh. [(D-23-2b)-6-F) & DEEHIE
6 —7L40EY Yy -3 -1 &KL,
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FH, D-31-a~D-37-c TRINZFERBERERIL. ThENTROBEE
=L.

[0251] [1£33]

CH;
= = N/\j\ = =~
/ - N s
— N N — Nz CH; — "~ N — \N’N
D-31-a D-32-a D-32-b D-33-a D-33-b
F F
¥
= = =N N= =N
—~N_ -N _~N._. = _~N. = CH _~N_ = —~N_ -N
N N N
D-33-¢ D-34-a D-34-b D-35-a D-37-a
F F
CH; F
7:N —N
3 A
/N\ ’,N /N\ t,N
N N
D-37-b D-37-¢

xA, T-1~T-78l%, TNENTROBEERT,
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CH,

CH;

T-2 :

T-1: - "CH;

Cl
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T-7 :
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T-14 : f F

T-13 :
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F CH
N
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S S
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T-63 :

T-66 :

T-69 :

T-72 :

T-75 :

T-78 :

[0256] F/-. TP, BRER RUBRERIOMICH T2 R)RT(S) DREIE. R
XIFRDEE T 2RRRTOAZEEEFEORESLICEVT, (R)-FXIL(S)-
EDEENIOBUETHBIEAEFKL.

R, BRER RURZOBICH T2 E)RT(Z) DiEHIE. BRER &R2E
DI > TR T2T7ILF YTV ORAEREDERLICEVWT. ZFh

TNE)-BIE (D) -FDLENI0OBULETHE I EERT,
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2R

R® R® R R! R ¥ y? R® v

H H H H H cl H Ph-2-F H
H H H H H Cl H Ph-3-F H
CH, H H H H cl H Ph-3-F H
Et H H H H cl H Ph-3-F H
i-Pr H H H H Cl H Ph-3-F H
c~Pr H H H H cl H Ph-3-F H
c-Bu i H H H Cl H Ph-3-F H
CH,CHF, H H H H Ct H Ph~3-F H
CH,OCH; H H H H Cl H Ph~3~F H
CH,0Et  H H H H cl H Ph-3-F i
CH,0C(0)CH, H H H H ct H Ph-3-F H
CH,0C (0} OCH, H H H H Ct H Ph-3-F H
CH,SCH, H H H H Ci H Ph~3-F H
CH,CN H H H H c1 H Ph~3-F H
CH,C(0)OCH, H H H H cl H Ph~3~F H
CH,C(O)NH, H H H H Cl H Ph-3-F H
CH,C(SINH, H H H H cl H Ph-3-F H
CH,CH=CH, H H H H cl H Ph-3-F H
CH,C=CH H H H H 1 H Ph-3-F !
0OCH, H H H H cl H Ph-3-F i
0Ft H H H H €1 H Ph-3-F H
sccl, H H H H Cl H Ph-3-F H
C(0)CH, H H H H cl H Ph-3-F i
C(0)OCH, H H H H Cl H Ph-3-F H
H H i H H Ci H Ph-4-F H
H H H H H cl H Ph-2-C1 H
H H H H H Ci H Ph-3-Cl H
H i H H H Ci H Ph-4~Cl H
H H H H H c1 H Ph~2~CH, H
H H H H H Ci H Ph—-3-CH, H
H i H H 3 c1 H Ph~4-CH, H
H H H H H Cl H Ph-2-CF, H
H H H H H cl H Ph-3-CF, H
H H H H H cl H Ph-4-CF, H
H H H H H Cl i Ph-2-0CH, H
H H H H H Cl H Ph-3~0CH, H
H H H H H cl H Ph-4-0CH, H
H H H H H cl H Ph-4-0CHF, H
H H H H H ct H Ph—~4-0CF, H
H H H H H cl H Ph-2, 4-F, H
H H H H H ct H Ph-3, 4-F, H
H H H H H Cl H Ph-3-C1-4-F H
H H H H H Cl H Ph-2-F-4-C1 H
H H H H H cl H Ph~3-F-4-C1 H
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Ph-2, 4-Cl,

H
i

H

Cl

H
H
H
H
H
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H
H
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Cl

Cl

H

H

Ph-2-CH,~4-C1
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i
H
H
H
H
H

H

ClL

Cl

Ph-2-F-4-CF,
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Ph~3-F~4-CF,

Ci

Ph-2-F-4-0CF,
Ph-3-F-4-0CF,

Ci

Ci
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Ph-2, 4, 5-F,
Ph-2, 4, 6-F,
Ph-3, 4, 5-F,
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Cl

Cl
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CH,
CH,
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H

H
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Br

Ph-4-F
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CH,
CH,
CH,
CH,
CH,
CH,
CF,
CF,
CF,

0OCH,
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Ph—4-F
Ph-2-F

CH,

H

Ph-3-F

Ph-4-F

Ph-2~F

Ph-3-F

Ph-4-F
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H
H

H
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H

Ph-3-F
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H

H
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H
H
H

H
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H

H
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OCHF,
OCHF,
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H
H
H
H
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H

H
H
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Ph-4-F
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Ph-3-F

Cl

H

Cl

[0259]



PCT/JP2017/023955

138

WO 2018/003924

[£k2-3]

Ph—4~F

H

H

Cl

Ph-2-C1
Ph-3-C1
Ph-4-Cl
Ph-2-CH,

Cl

H
H

Cl

H

H

Cl

H

Cl

H

Ph-3-CH,

Cl

Ph-4~CH, y

H

Cl

H

Ph-2-CF,

Cl

H

Ph~3~CF,

H
H
3

C1

H

H
H

Ph-4~CF,

Cl

Ph-2-0CH,
Ph-3~0CH,
Ph-4-0CH,
Ph-4-OCHF,
Ph~4-0CF,

Ph-2, 4-F,

Cl

H

H
H

B

C1

H

Cl

H
H

H

Cl

H

H
H

Cl

H

Ph—g, 4—F2

C1

H
H

Ph-3-Cl-4-F
Ph-2-F-4-Cl
Ph-3-F-4-C1
Ph-2,4-Cl,

Ci

Cl

H

C1

H
H

Cl

H

Ph-3,4-Cl,
Ph-2-F~4-CH,

€l

H
H
H

Cl

H
H
i
H
H
H

Ph-2-CH,-4-C1
Ph-3-CF, 4-F

€l

€l

Ph-2-F-4-CF,

H
H

H

Ci

Ph~3-F-4-CF,

Ci

Cl

Ph-2-F-4-0CF,
Ph-3-F-4-0CF,

H

Ci

T-17
Ph-2, 4, 5-F,
Ph-2, 4, 6-F,
Ph~3, 4, 5-F,

Ph-3, 5-F,~4~Cl

Ci

Ci

H
H
H

Cl

H
H

Cl

Cl

T-26
T-40
p-1-2a
(D-1-2b) -2-CH,

Cl

Cl

H

H

Cl

H

i
H
H
H

Cl

H
i

{b-2-1b)-5-F
(P~8-2b) ~2-CH,

Cl

Cl

H
i

Cl (D-23-2b) -6-F

F

(D~-23-2b)-6-Cl1

H

Cl

Ph-2-F
Ph-3-F

Cl

H
H
H
H

Cl

Ph-4-F

Cl

Ph-2-C1
Ph-3-Ci
Ph-4-C1

Cl

Cl1

H

Cl

[0260]



WO 2018/003924

[0261]

[$k2-4]

CHj H
Et H
i-Pr H
c—Pr H
c~Bu H
CH,Pr-c H
CH,CHF, H
CH,OCH, H
CH,0Et H
CH,OC (0} CH,

CH,0C (0) OCH;

CH,SCH,
CH,CN H
CH.,C (0) OCH,
CH,C {0) NH,
CH,C (S) NH,
CH,CH=CH,
CH,C=CH
0CH,

OEt
SCC1,
C(0) CH,
C{0) OCH,

s s SN RS & Qs 5 S = S o & G o e o o 5 v s o i e e e e

i B =R = B Sl il il ol ol ol o e el sl il Rl = Rl = R R = R ST ST <

oomoImosm omoIm

o o ve ol oe o

e I OED MR

R R W o o omom T

e R R R o sl e ~lie vl el e R il i vl w i il ol sl ~ = il sl VR i e RS e Sl ~ R

= ===

P -

M M MM W T MY MM M T W T M W W R T T m m o om ot DR T e T YRR T e TH N o W oy oy o

139

T e
MW D M MM M M YT T YW M M M M MM W M W oM o oem ok oem RO T e mom TR e I e B i .

Cl
Cl
Cl
Ci
Cl
Cl
cl
Cl
Cl
C1
Ci
Cl1
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
C1
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
Cl
cl
Cl
Cl
Cl
Cl

E o E R M T DN EmEE D T R m m m Mmoo omEs o TR i R R T o MR e TR m oo

Ph-4~C1
Ph~4~C1
Ph—4-Cl
Ph-4-C1
Ph-4-C1
Ph-4~C1
Ph~-4-C1
Ph-4-C1
Ph-4-C1
Ph-4-Cl
Ph-4-C]
Ph-4-Cl
Ph-4-C1
Ph-4-Cl
Ph-4-Cl
Ph-4-Cl
Ph~4~Cl
Ph~4-C1
Ph-4-Cl
Ph—~4-C1
Ph—4~-C1
Ph—4-C]
Ph-4-C]
Ph~4-Br
Ph-2-CH,
Ph-3-CH,
Ph~4~-CH,
Ph~4~Bu-t
Ph-2-CF,
Ph~3-CF,
Ph-4-CF,
Ph-2-0CH,
Ph~3~0CH,
Ph-4-0CH,
Ph-4-0Pen
Ph~2-0CHF,
Ph~3-0CHF,
Ph—4~-0CHF,
Ph—2-0CF,
Ph-3-0CF,
Ph—-4-0CF,
Ph—4-0CF,Br

Ph-4-0CH,CF,

Ph-2-SCH,
Ph-3-SCH,
Ph~4-SCH,

Ph-2-5(0) CH,
Ph~3-S (0) CH,

PCT/JP2017/023955

MmO D SR MM o ID M SR MR MR e BROMD RS o oM M e nmom FRORE PR M p TSRO op IR o e e e W

e

o= i i i



PCT/JP2017/023955

140

WO 2018/003924

[£%2-5]

i
H
H
H

Ph~4-S (0) CH,

Ph-2-S0,CH,
Ph-3-S0,CH

H
H
H
H

C1

Cl

3

Ph-4-S0,CH,

Cl

H

Cl

H

H

Ph-2-SCHF,
Ph-3-SCHF,
Ph—3-50,CHF,
Ph-4-SCHF,

Cl

H
H
i
H

z

Ph-4-S0,CHF,
Ph-2-SCF,
Ph-3-SCF,

Ph—3-80,CF,
Ph-4-SCF,

8
H
H
i}

Cl
Cl
Cl
cl

H

Cl

|
H

H
H

Cl

H

Cl

H
H

H

H
H

Cl

Ph-4-5 (0) CF,
Ph-4-S0,CF,
Ph-4-SF,

Cl

Cl

H
H
H

H
H
H

Cl

Ph~2~NO,

Cl

Ph-3-NO,

C1

Ph—4-N0,
Ph—2-CN
Ph-3-CN
Ph~4~CN
Ph—4- (D-31-a)
Ph-4-(D-32-a)
Ph-4- (D~33-a)
Ph-4-(D-33-b)
Ph-4~ (D-33-c)
Ph-4-(D-34-a)
Ph-4- (D-34-b)

Cl

H

H
H
H
H
H
H
H
H

Cl

Cl

H
i
H

Cl

Cl

Cl

H
H
H
H
H

Cl

Cl

C1

H

Cl

H
H

Ci

i

Ph-2, 3-F,
Ph-2, 4-F,

Cl

H

Cl

Ph-2, 5-F,

H

Cl

Ph_g, G'Fz

H

Cl

H
H

Ph-3, 4-F,

Cl

Ph-3, 5-F,

H
H
H
H
H

H

Ci

H

Ph-2-Cl-4-F
Ph-2-F-3-Cl
Ph—3-Cil-4-F
Ph-2-F-4~Cl
Ph-2-F-4-Ci

Cl

H
H
H

H

Cl

Cl

F

Cl
Ci

CH,
Et

H
H
H
H

Ph-2~-F-4-Cl
Ph-2~F-4-Cl
Ph-2-F-4-C1
Ph-2-F~4-Ci

H
H
H

H

cl
Cl

H

CH,0Et
CH,ON
CH,CH

CH,C

€1

H

Cl

H

=CH,
CH

H

Ph-2-F-4~C1
Ph-2-F~-4-C1
Ph-2-F~-4-Cl
Ph-2-F-4-C1

H
H
H
il

Ci

F

H

SCCl,

H
H
H

€l

H
H

Cl

C(0) CH;

Cl

C(0)OCH, H

[0262]



WO 2018/003924

[0263]

[£c2-6]

H H
CH, H
Et H
CH,0Et  H
CH,CN H
CH,CH=CH,
CH,C=CH
SCCl, H
C{O)CH, H
C(0)0OCH, H
H H
CH, H
Et H
CH,0Et  H
CH,CN  H
CH,CH=CH,
CH,C=CH
SCCl, H
C(O)CH, H
ClOYOCH, H
H H
CH, H
Et H
CH,0Bt  H
CH,CN H
CH,CH=CH,
CH,C=CH
8CCl,
C(0)CH,
C(0)OCH,
H

H

jm o ot

il = o o o o e s o o ol oo e o}

®
o
&

oo sl e e i i g S ol e ol ol Rl = ol vl o~ el =

m
o

H
H

¥ oo oEm oo oo o m o m TR ST T S g oy TR S M T I OE e I 08 W R o om o o

T R e i e e e e e R B B M B B e B B i B T B B B B e B e S e B M2 e B2 M O o T

141

I e e e R e R R R B e e e I - B R BT B B Bl B e B BT T e B T B B e B R

Cl
Cl
Cl
Ci
Cl
Ci
Ci
Ci
Cl
Ci
Cl
Ci
Cl
Cl
Cl
Cl
€l
el
Cl
Cl1
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
Cl
€l
Cl
Cl
Cl
Cl

T orm ot I M I M M mm M e m onm o o SROME MR T T p Mo M MM RO OMT o I e IO I MO TR DR pm g

Ph-3, 4-Cl,
Ph-3, 4-C1,
Ph-3, 4-C1,
Ph-3, 4-Cl,
Ph-3, 4-Cl,
Ph-3, 4CL,
Ph-3, 4-C1,
Ph-3, 4-Cl,
Ph-3, 4-C1,
Ph-3, 4-Cl,
Ph-2-F-4-Br
Ph-3-F-4-Br
Ph~2~CH,~3-F
Ph-2-CH,~4-F
Ph-2-F-3-CH,
Ph-3-CH,~4-F
Ph-2-F-4-CH,
Ph-3~F-4-CH,
Ph-2-CH,~4-Cl
Ph-3-CH,-4-C1
Ph-3-C1-4~CH,
Ph-2-CF,~3-F
Ph-2-CF,~4-F
Ph-2-F-3-~CF,
Ph-3-CF,~4-F
Ph-2-F-4-CF,

Ph-2-F~4-CF,
Ph-2-F-4-CF,

PCT/JP2017/023955

T T o oSO T EE RN g e BEE T TS E g RER SR T S S g S mm o mT T Om T o o



WO 2018/003924

[0264]

[&2-7]
CH,0Et H
CH,CN i
CH,CH=CH, H
CH,C=CH H
3CCl, 3
C(OYCH, H
C(0)OCH, H
i H
CH, H
Et H
CH,O0Et H
CH,CN H
CH,CH=CH, H
CH,C=CH H
SCC1, H
C(OYCH, H
C(0)OCH, H
H H
H H
H H
H H
H H
CH, H
Et H
CH,0Et H
CH,CN H
CH,CH=CH, H
CH,C=CH H
scCl, H
C{OCH, H
C{0YOCH, H
H H
H H
H H
H K
H I
H H
H H
CH, H
Et H
CH,0Et H
CH,CN H
CH,CH=CH, H
CH,C=CH H
SCCl, H
C{O)CH, H
C(0YOCH, H
H H

mE rm o mmom FEERETRE R o mm o o DT W E T MM o oy RO OR T omom

famg

T T T T g T e ey ey ey e ey ey DT T T T T M gy T gy ey ey ey ey TR T M T T T ey ey Wm0 W

142

R R T T e T e e el e B e B - B e - e e s B - B e e I e > M s B e I e B> B o B B e o Bl '

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
€l
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Ci
Ci
Ci
Cl
cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
€l
Cl
Cl
Cl
Cl
Cl
Cl

m:ﬁm:ﬂ:ﬂ:‘:ﬂﬁ:ﬁ:\:m:-_tmmmmmm:ﬁmzﬂz::ﬂ:ﬂ:g;Immmz::mzm:z::::::l::ﬁz:m::

P

PCT/JP2017/023955

Ph-3~F-4~CF,
Ph-3-F~4~CF,
Ph-3-F-4-CF,
Ph~2~-F-5-CF,
Ph-3-F-5-CF,
Ph~2-CF,~4-C1
Ph-3-CF,-4-C1
Ph-3-C1-4-CF,
Ph-3-C1-4-CF,
Ph-3-C1-4-CF,
Ph-3-C1-4-CF,
Ph~3-C1-4-CF,
Ph-3-C1-4-CF,
Ph-3-CLl-4-CF,
Ph~3-C1~4-CF,
Ph-3-C1~4-CF,
Ph-3-C1-4-CF,
Ph-3, 5~ (CF,),
Ph-3~0CH,~4-F
Ph-2~F-4-0CH,
Ph-3-F-4-0CH,
Ph-3-0CH,-4-C1
Ph-3-C1-4~0CH,
Ph-2-F-4~0CHF,

Ph-2-F-4-0CHF,

Ph-2-F-4~0CHF,
Ph-2-F-4-0CHF,
Ph-2-F-4-0CHE,
h-2-F-4-0CHF,
Ph-2-F-4-0CHF,
Ph-2-F-4-0CHF,
Ph~2-F-4-0CHF,
Ph-2-F-4-0CHF,
Ph~3-F-4-0CHF,

T EOD D R TR I M o M o o oem e s omm TR OMR MR M 2 RO I o D oo ogpoom o MO ONE DRI T OIm NN o Mo IXOID DD MM D I



WO 2018/003924

[0265]

[£<2-8]

CH,

Et

CH,0Et
CH,CN
CH,CH=CH,
CH,C=CH
SCCl,
C(0)CH;

H
H

C{O)OCH, H

i
CH,

Et
CH,0Et
CH,CN
CH,CH=CH,
CH,C=CH
scel,
C(0)CH;

H
H
H
H
H

H
H

C(0)OCH, H

H

CH,

Bt
CH,0Et
CH,CN
CH,CH=CH,
CH,C=CH
5cCl,
C(0)CH,
C(0)Y0CH,
H

CH,

Et
CH,0Et
CH,CN
CH,CH=CH,
CH,C=CH
SCCl,

€ (0) CH,

H
H
H
H
H

H
H
H

H
H

H
H
H

H
H

C(0)OCH, H

i
CH,

Et
CH,0Et
CH,CN
CH,CH=CH,
CH,C=CH
SCC1,
C(0) CH,

H
H
H
H
H

H
H

H
H

m oo FE o i e R o e R O M ey o RO R T R DT e R o X R T T I T e

on—
js-apar g

oo R I o I e

R R TR R R e T T T B e e e B e I e B e R R B TR s B s B e T B B BRSBTS

143

o o D T M ey T e TN T T T D T T ey e M H g ey T T e ey e o TR oy

Cl
Cl
Cl
Cl
Cl
cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Ci
Cl1
Ci
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
Ci
Ci
Cl
Ci
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
Cl
cl
Cl
Cl
Cl

T T XD T TESE T O e R B EEE RS g g I N T T IO g R g RS T oo o

PCT/JP2017/023955

~OCHF,~4-C1
~OCHF,~4-C1
Ph-3-0CHF,-4-C1
Ph~3~0CHF,~4~C1
Ph-3-0CHF,~4-C1
Ph~3~0CHF,~4-C1
Ph~3-0CHF,~4-C1
Ph-3-0CHF,~4-C1
Ph~3-0CHF,~4-C1
Ph-3-0CHF,~4-C1
Ph-3-C1-4-0CHF,
Ph-3-C1-4-0CHF,
Ph-3-C1-4-0CHF,
Ph-3-C1-4-0CHF,
Ph-3-€1-4-0CHF,
Ph-3-C1-4-0CHF,
Ph-3-C1-4-0CHF,
Ph-3-C1-4~0CHF,
Ph-3-C1-4-0CHF,
Ph-3-C1-4-0CHF,

Ph-2-F~4-0CF,
Ph-2-F-4-0CF,
Ph-2~F-4~0CF,
Ph-2~F~4-0CF,
Ph-2-F-4-0CF,

Ph-2-F-4-0CF,
Ph-2-F-4-0CF,
Ph~2-F-4-0CF,
Ph-2-F-4-0CF,
Ph-2-F-4-0CF,
Ph-3-F-4~ OCFq
Ph-3-F-4-0CF,
Ph-3-F-4-0CF,
Ph-3-F-4-0CF,
Ph-3-F-4-0CF,

Ph-3-F~-4-0CF,
Ph-3-F-4-0CF,
Ph-3-F-4-0CF,
Ph-3-F-4-0CF,

oI PR M I e

B oap Moo SRR RS MR R M M g BN o SRR SE MR TR M M e oI W I R I @ e o IO

f—
—

ommoo Al



WO 2018/003924

[0266]

[£k2-9]

€ (0) OCH,
H

H

i

CH,

Et
CH,OEt
CH,CN
CH,CH=CH,
CH.C=CH
SCCL,
C(0)CH,
C (0) OCHj
H

Et
CH,OEt
CH,CN
CH,CH=CH,
CH,C=CH
sccl,

€ (0) CH,
€ (0)OCH,

Et
CH,0Et
CH.CN
CH,CH=CH,
CH,C= CH
SCCL,
C(0) CH,
€ (0) OCH,
H

[ i i = e n i Sl =}

e

H
H
H

H
H
H
H
H

H
H
3
H

i
H
H
H
H
H
H

H
H
H
H

H
H
H
H
H

H
H

|

H
H
H
H

oo i v sl n e i o)

=

= = =

el SR O T I TR~~~ ~ e =l <R R = = R R R === Rl =l e = Ao e = = = e e

Z— o= oo =

el e m}

T e e R e e e e B e e B B R O e B M Bl B e B B R - B R M e - B 2 2 2 B s B R e SR T

144

e e e I R e e R T B e B B e B T B e R BT B B B R T R S B B e B - B P R R R 2

CH
Cl
Cl
Cl

Cl
Cl

Cl

Cl

Cl

Cl

Cl

]

Cl
C1
Cl
cl
Cl

Cl
Cl

Ci

C1

Cl

Cl

Cl

Cl

Cl
cl
Cl
C1
Cl
Cl

Cl
Cl

Cl

Cl

Cl

Cl

Cl

Cl

cl

Ci
Ci
Ci
Cl
Cl
Cl
Cl
Cl

e T o TN T T F N D e T oo e m R R R R SRR mmm R mm T omm o

PCT/JP2017/023955

Ph-3-F-4-0CF,
Ph-3-0CF,~4-Cl
Ph-2-C1-4-0CF,
Ph-3-C1-4-0CF,
Ph-3-C1-4-0CF,
Ph~-3-C1-4-0CF,
Ph-3-C1-4-0CF,
Ph-3-C1-4-0CF,
Ph-3-C1-4~0CF,
Ph-3-C1-4-0CF,
Ph-3-C1-4-0CF,
h-3-Cl
h-3-C1

o

4WOCF3

-C
-C
~C
~C1~4~0CF,

P -

'—i‘i*‘-‘i
e B ]
o0

~ o3 s
U
PO LD DO LD TR
oGS L L3 WS W

[
Lo W T
5T
[ N R
1 1
| = " o~ Do
| ~2

3

|
'TJ"TJ’IJCAD

T
o o o e R oEm oo PR oM ID o MR o oo o RO M T R DM I o oo o R R o I omomom D



PCT/JP2017/023955

145

WO 2018/003924

[£R2-10]

H
H
H
H
H
H

H

Ph-3~F-4-(D-34-b)
Ph-3-F-4~-(D-35-a)
Ph-2-F-4-(D-37-a)

H

H

Cl

H

Cl

H
i

H

Cl

Ph-3-F-4- (D-37-a}
Ph-3~F~4- (D-37-hb)
Ph-3-F-4-(D-37-c}

Cl

Cl

H

Cl

Ph-2, 3, 4-F,
Ph-2, 3, 5-F,
Ph-2, 3, 6-F,
Ph-2, 4, 5-F,
Ph-2, 4, 6-F,
Ph-3, 4, 5-F,

Ph-2, 3-F,-4—Cl

Ph-2, 5-F,~4-C1

Ph-2, 6-F,~4-Cl

Ph-3, 5-F,~4-Cl

Ph-3, 5-F,~4-C1

Ph-3, 5

Cl

H

Cl

H

Cl

H
H

Cl

H

Cl

H

H

Cl

H
i
H
H

H

H
i
H
H

H

Cl

Cl

F

Cl

Cl
Cl

CH,
Et

H
H
H
H

P

~F;~4-Cl

H
H
H
H

Cl
Cl

H

H
H

Ph-3, 5-F,~4~Cl
Ph-3, 5-F,-4-C1
Ph-3, 5-F,-4-C1

CH,0Et
CH,CN
CH,CH
CH,C

C1

Cl

H

=CH,

H
H
H

Ph-3, 5-F,~4-Cl
Ph-3,5-F, 4Cl

H
H
H
H

Cl

H

=CH

Cl

H

SCCl,

Ph-3, 5-F,~4-C1
Ph-3, 5-F, 4-Cl

Cl

H

C(0)CH,

H

Cl

C(0YOCH, H

Ph-2-F-3,4-Cl, H

H
H
|
H

Ci

H

Ph-2-F-4, 5-C1,

Ci

Ph-3-F-4, 5-Cl,

Cl

H

Ph-3, 5-F,~4~CH,
Ph-2-F-4-C1-5-Ci,

cl

H
H
H
H

H
H
H
H

Cl
Cl
cl
cl

— oo
L
e e
D05
se8¢
e
_2mn!«.mnra~ﬂu
£
o O e
ST
= s s
WAl Ao
oo oo
— o —
TRERERE
[ fr. fr [
oo o
o
oo oo
o

H
H
H

H

H Ph-3-F-4-0CH,-5-Cl

Cl

Ph-3, 5-C1,~4~0CH,
Ph-3, 5-F,~4-0CHF,

Ph-3, 5-F,~4-0CHF,
Ph-3, 5-F,~4-OCHF,

Ph “3, 5‘?7“4“0CHF«7

H

Cl

H

H

ci

CH,
Et

H
H

H

H

H

H

Cl

4

Ph~3, 5-F,~4~0CHF,

Cl

H

CH,CN
CH,CH

CH,0E
CH,C

H
H

Cl
Ci

H

~4-GCHF,

Ph-3, 5-F,

H

=CH,
CH

H
H
H

Ph-3, 5-F,~4-0CHF,
Ph-3, 5-F,

i
H
B

Ci

H

~-4~0CHF,

Ci

H
H

scel,

Ph-3, 5-F,~4~0CHF,

Ci

C{0) CH,

[0267]



WO 2018/003924

[0268]

[£R2-11]

C(0) OCH,

s S o v o o o 0 e e o o

[
o=
Py

Et
CH,0Et
CH,CN
CH,CH=CH, H
CH.C=CH  H
sCCl,
C(OICH,
C {0} 0CH,
H

R = R T o = R sl B o R R R

o o o v v s e o & v i s = o ol sl

I
==
5

m T o I T M O I I oo oo A I

Et
CH,0Et
CH,CN
CH,CH=CH, H
CH,.C=CH  H
sccl, H
C(O)CH, H

j= =i =

oo T oW W o I apmorpormofm oMo o T M M om oo oo D D ET I RO MDD e R opmofpowm M D MM MD MDD T T D T T D

-
oo e R i e e e i e e e T e e - B o B e B B e - B B e B O o T e o T e B - B T B T - B

146

WO Mmoo M om0 Y T ey Y e oM W T MM M oM o O

oo

Cl
Cl
Cl
Ci
Cl
Cl
Cl
Ci
Cl
Ci
Cl
Cl
Ci
Ci
Ci
Ci
Cl
Cl
Ci
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
€l
€l
Cl
€l
Cl
Cl
Ci
Cl
Cl
Cl
Cl
Cl
€l
€l

R rEm oo oS T mEmm TD T TR o T on o s T E s T

.
rn .
L SR

oo om

PCT/JP2017/023955

Ph-3, 5-F,-4-0CHF, H
Ph-3-F-4-0CHF,~5-C1 H
Ph-2-F-4-C1-5-0CHF, H
Ph-3, 5-C1,~-4-0CHF, H
Ph-3, 5-F,-4-0CF,
Ph-3, b-F,~4-0CF,Br
Ph-3, 5-F,-4-CN
Ph-3-F-4-CN-5-C1
Ph-3, 5-C1,~4-CN
T-18
T-19
T-20
T-74
1-Naph
2-Naph
T-25

o
[y I )
(w20 e > I w2

i i B B B il B B B el
[V

-7
|

fre.
g

l 0
e
= >
mmm TR g T o s m s ST SR T I S o S o pmeE s s oy

— 3 1&’* ~



PCT/JP2017/023955

147

WO 2018/003924

[$k2-12]

T-40
T-41
T-42
T-43
T-44
T-45
T-46
T-47
T-48
T-49
T-50
T-51
T-52

H

Cl

c(oyocH, H

Cl

il

Cl

Cl

Cl

H

Cl

Cl

H

Cl

H

Cl

Cl

Cl

Cl

Cl1

F

Cl

T-54

Cl

Cl

Cl

H

T-57
T-58
T-59
T-60
T-61
T-62
T-63
T-64
T-65
T-66
T-67
T-68
T-69

Cl

Cl

Ci

Cl

C1

Cl

Cl

C1

Ci

Cl

cl

Cl

Cl

T-70
T-71
T-72

Cl

H

Cl

Cl

T-73

D-1-1a
(D~1-1b)-5-F

Cl

=

H

Cl

H
H

H
H
H
H
H
H
H

Cl

(D-1-1b)-4-Br

Cl

{(D~1~1b)~5-Br
(D~1-1b) ~3~CHj
(D-1-1b} -4~CH,
(D-1-1b} ~5~CH,
(D-1-1b) -5~CF,

Cl

H
H
H
H

Cl

Cl

Cl

Ci

D-1-1ic

Cl

-1-2a
(D-1-2b) ~2~F
(D~1~2b) -2-CH;,

Cl

H
il
H
H

H
H
H

H

€l

Cl

(D-1-2b) ~4-CH,

Cl

(D-1-2b) ~5-CH,

cl

[0269]



WO 2018/003924

[0270]

[£R2-13]

o mfi s e s i o s vl mell o e o sl o o sl oo e o o ol o i v o o e o v B o s g o S o v o o

—
it

Do

fou i o o

jrefi e i i o i 6 i v S v O o o e e ne v i o i il o el v

ju=gipe e s n i wiivviile ollle ofie ol v oixafile S i sl SS SS

e
—

ol miliios i ol s i o

ot i i on s on = 5 o o e g o 4

b il ol il all o ol i ofifon il o e vol o welil s sl o o o o s ac s e vl o il on o e i on o oo vl on s T em e e

_ =

jas oo il o o o - i v i o o s 1 s efion o il )

jE2 e By BRe v IR HRey Bx ¥ B By B y e B Be v

I3

ToTTY YT T

s Bl s By = e 5 Ml » Bile s Ml o Bikee v Bl v Br 3 B v M v e 3 Biher > B v e 3 Ml » B u i S » S v B 5 A B > R 3 e B » (e ¥ e B |

148

SRRy RS By B3 B IS B B S B Y B3

I

TR R B e B B B B R B L R R

he > Blle-o Bl 3 B> Wi » MR 5 MR Me w5 M B 9 B e & B o B e 5 B B 9

Cl
Cl
Cl
Cl
Cl
Cl
€l
€l
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Ci
Cl
Ci
Ci
Cl
Cl
Cl
Cl
Cl
Cl
Cl
cl
cl
Cl
ci
Cl
Cl
Cl
Cl
Cl
Cl
Cl
cl
Ci
Cl
Ci
Ci
€l
ol
Cl
Cl
Ci

==

==

o ili o ool e il en o o s e e e i s i o o s i s s B o i o o s i cn o o s s i on o oo )

o =i =i o g o ol o o1

—
o gy

o Im o

PCT/JP2017/023955

D-1-2¢
B-2-1a
(D-2-1b) -3-F
(D-2~1b) ~4-F
(D-2-1b) -5-F
(D~-2-1b) ~4~Cl
(D~2-1b)-5-C1
(b-2-1b) ~3-CH,
(D-2-1b} —4-CH,
(p~2~1b) ~5-CH,
{D-2-1b) -5-CHF,
(D-2-1b} -5-CF,
(D-2-1b) ~3-0CH,
{D-2-1b) ~4~0CH,
{D-2-1b) -5-0CH,
(D-2-1b) ~4-0CF,
{D-2-1b) ~5-0CF,
(D-2-1b)-4-CN
(D-2-1b) -5~CN

{D-2-1b) -3-CH;~5-C1
(D-2-1b) ~3-CH,~5-CN

b-2-1c¢
D-2-Z2a
(D-2-2b) -2-F
(D-2-2b) -4-F
(D-2-2b)-5-F
(D-2-2b) -5-C1
(D-2-2h) ~2-CH,
(D-2-2b) ~4-CHl,
(D-2-2b) -5-CH,
(D-2-2b) ~5-CHF,
(D-2-2b) ~2-CF,
(D-2-2b) -2-0CH,
(D-2~2b) ~4~0CH,
(D~2-2b) ~5~0CH,
(D-2-2h) -5-0CF,
(D-2-2b) ~5~CN
(D-2-2b)-~2, 5-C1,

(D-2-2b) -2-CH,~5~
(D-2-2b) -2-CH,-5-
(D-2-2b} -2-CH, -5~

b-2-2¢

D-2-24
{(D-6-1a)~1-CH,
(b-7-1b) -4-CH,
(D~7~1b) ~4~CF,

D-8~1a
(D~-8~1b) ~4~F

O Gy
—

N

I::v::t::r:mmmmmmmmmmmmm::m::mzzxmmmmmmmmmmmmmmmmmmmmm



WO 2018/003924 149 PCT/JP2017/023955
[#<2-14]

il 3! H F F cl H (D-8-1b) —4-CH,
H H H F F Cl H (D-8-1b) -5-CH,
H H H F F Cl H (D-8-1b) ~4~CF,
H H H F F Cl H D-8-2a
H H H F F Cl H (D-8-2b) ~2-CHj,
H H H F F Cl H (D-8-2b) ~5~-CH,
H H H F F Cl H D~8~3a
H H H F F Cl H (D-8-3b) —2-CHj,
H H 31 F F cl H D-23-1a
H H H F F Cl H (D-23-1b) -3-F
H H H F F Cl H (D-23-1b) -3-C1
H H H F F ct H (D-23-1b) -3-CH,
H H H F F ct H (D~23~1b) -4-C1
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H H H F F Ci H  (D-23-1b)-5-0CF,
H H H F F cl H (D-23-1b) ~6~F
H H H F F cl H (D-23~1b) 6-Cl
H H H F F Cl H (D-23-1b) -6-CH,
H H H F F cl H (D-23-1h) -6-CF,
il H H F F cl B (D-23-1b) -6-0CH,
H H H F F cl H  (D-23-1b) -4, 5-F,
H H H F F cl H (D-23-1b)-3-C1-5-F
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H i H F F cl H (D-23-1b)-4,5-Cl,
H H H F F cl H (D-23-1b)-3-F-5-CF,
H H H F F cl H (D-23-1b)-3-C1-5-CF,
H H H F F Cl H D-23-1c
H H H F F c1 H D-23-1d
H H H F F cl H D-23-2a
H H H F F cl H (D-23-2b)-2-F
H H H F F cl H (D~23-2h)-2~C1
H H H F F Cl H (D-23-2b) -2-CH,
H H i F F Ccl H (D-23-2b) -4-C1
H H H F F Cl H (D-23-2b) -4-CH,
H H H F F 1 H (D-23-2b) -5-F
H i H F F c1 H (D-23-2b) ~5-C1
H H H F F Cl H (D-23-2b) -5-CH,4
H H H F F C1 H  (D-23-2b) -5-0CH,
H H H F F Ci H (D-23-2b) ~6-F
H H H F F Cl H (D-23-2b) -6-C1
H H H F F C1 H (D-23-2b) ~6-CH,
H H H F F cl H (D-23-2h) -6-CF,
H H H F F cl H (D-23-2b)-6-0CH,
H H H F F Ci H (D~23~2b) ~6~CN
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H H H F F cl H  (D-23-2b)-4, 6-F,
H- H H F F cl H (D-23-2b)-4~F-6-Cl
H H H F F c1 B (D-23-2b) ~5-F-6-CH,
H H H F F cl H (D-23-2b)-5-F-6-CF,
H H i F 3 ci H (D-23-2b) ~4-F-6-0CH,
H H H F F cl H (D-23-2b)-5-F-6-0CH,
H H H F F c1 H (D-23-2b)-5-F-6-0CF,
H H H F F cl H D-23-2¢
H i H F F c1 H D-23-2d
H H H F F Cl i D-23-2e
H H H F F cl H D-23-2f
H H H F F cl i D-23-2g
H H H F F cl H D-23-2h
i H i F F cl H D-23-21
H H H F F cl H D-23-2j
H H il F F Cl H D-23-3a
H H H F F Cl H (D-23-3b) —2-F
H i H F F cl H (D~23-3b) -2-C1
H H i F F cl H (D~23-3b) ~2-CH,
H H H F F cl H (D~23-3b) ~2~CF,
H H H F F C1 H  (b-23-3b)-2-0CH,
H i H F F cl H (D-23-3b) -3-F
H H H F F cl H (D-23-3b) -3-CH,
H H H F F cl H D-24-1la
H H H F F c1 H (D-24-1b) -6-CHj,
H H H F F Cl H  (D-24~1b) ~6-0CH,
i H i F F cl H D-24-1c
H H H F F Cl H D-25-1a
H H H F F cl H (D-25-1b) ~4~F
H H i F F cl H (D-25-1b) -4~CF,
H H H F F cl H  (p-25-1b)-4~0CH,
H i i F F cl H D-25-1c¢
H H H F F cl il D-25-2a
H H H F F cl H (D-25-2h) -2-C1
H H H F F C1 H D-25-3a
H i H F F cl H (D-25-3b) ~2-C1
H it H F F c1 i (D-25-3b) —2-CH,
i H H F F C1 H  (D-25-3b)-2-0CH,
i H H F F cl H D-26-1a
i H H F F c1 H (D-26~1b) ~5-CH,
i H H F F cl i (D-26-1b) -6-C1
H i H F F cl i D-26~1¢
H i i B F Br H Ph-2-F
H H H F F Br H Ph-3-F
i H H 3 E Br H Ph~4~F
H H H F F CH, H Ph-2-F
H H H F F CH, H Ph-3-F
H H H F F CH, H Ph-4-F
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H i H CH, H cl H o {D-8-2b)~2-CH,
H H H CH, H c1 B {D-23-2b)-6-F
i H H CH, H cl H o (D-23-2b)-6-Cl
i H H CH, F 1 i Ph-2-F
H H H CH, F ¢l i Ph-3-F
H H H CH, F ci i Ph-4-F
H H H CH, F 1 H Ph-2-Cl
H H i CH, F cl H Ph-3~Cl1
i H i CH, F c1 H Ph-4-Cl
H H H CH, F cl i Ph-2~CH,
i H i CH, F cl H Ph-3-CH,
H H i CH, P cl H Ph-4-CH,
H H H CH, P cl i Ph~2-CF,
i i i CH, F cl B Ph-3-CF,
H i H CH, F cl H Ph-4-CF,
H H i CH, P cl H Ph-2-0CH,
i H i CH, F cl H Ph-3-0CH,
H H H CH, F cl H Ph-4-0CH,
H H H CH, F cl H Ph-4~0CHF,
H i H CH, F cl H Ph-4-0CF,
H H H CH, F cl H Ph-2, 4-F,
H H H CH, F cl H Ph-3, 4-F,
i H H CH, F Cl H Ph-3-Cl-4-F
i H H CH, P c1 H Ph-2-F-4-C1
H H H CH, F cl H Ph-3-F-4-C1
H H H CH, F cl H Ph-2, 4-C1,
i H H CH, F cl H Ph-3, 4-Cl,
H H H CH, F cl i Ph-2-F-4-CH,
H i H CH, P cl H Ph-2-CH,~4-C1
H H H CH, F cl H Ph-3-CF,~4-F
H H H CH, P cl H Ph-2-F-4-CF,
i H H CH, F cl H Ph-3-F-4-CF,
H H H CH, F c1 H Ph-2-F-4-0CF,
H H i CH, F cl H Ph-3-F-4-0CF,
H H H CH, F cl H T-17
H H i CH, F cl H Ph-2, 4, 5-F,
I H i CH, F cl H Ph-2, 4, 6-F,
H H H CH, F cl H Ph-3, 4, 5-F,
i H H CH, F cl H  Ph-3,5-F,~4-Cl
i H H CH, F cl H T-26
H H H CH, F cl i T-40
H H H CH, F cl H D-1-2a
H H H CH, F cl H o (D-1-2b)~2-CH,
H H H CH, F 1 H (D-2-1b) ~5-F
H H i CH, F c1 H  (D-8-2b)~2-CH,
H H i CH, F cl H  (D-23-2b) -6-F
i H H CH, F cl H  (D-23-2b)-6-Cl
H H H CH, CH, Cl i Ph-2-F
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Ph~3-CF,~4-F
Ph-2-F-4-CF,
Ph-3-F-4-CF,
Ph-2-F-4-0CF,
Ph-3-F-4-0CF,
T-17
Ph-2,
h-2
h~3,
Ph-3, 5-F,~4~
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[3R2-20]
i H H -CH,~ cl H T-26
H H H ~CH,~- cl H T-40
H K H —CH,- cl H D-1-2a
H H H -CH,- Cl H (D-1-2b) ~2-CH,
H i H ~CH,- Cl H {b-2-1b)-5-F
H B H ~CH,- cl H (b-8-2b) ~2-CH,
H H H ~CH,~ cl H (D~23~2b) ~6-F
H B H ~CH,- Cl H (D-23-2b) -6-C1
H H H ~CH,- Br H Ph-2-F
H H H -CH,~ Br H Ph-3-F
H H H ~CH,~ Br H Ph-4-F
H H H ~CH(F) - Cl H Ph-2-F
H H H ~CH{F) - (E) o H Ph-2-F
H H H ~CH(F) - (Z) Cl H Ph—-2-F
H H H ~CH{F) - ol H Ph~3-F
H H i ~CH(F)-{E) C1 H Ph-3-F
H H H ~CH(F)—(Z) cl H Ph-3-F
H H i ~CH(F)~ cl H Ph-4-F
H H H ~CH(F)~{(E) C1 H Ph-4-F
H H f ~CH (F} - (Z) Cl H Ph-4-F
H H H -CH(CI}- ¢l H Ph-2-F
1 H H —-CH(C1)-(E) 1 H Ph-2-F
H H H -CH{CL)—(2) 1 H Ph-2-F
H H H —CH(CL) - cl H Ph-3-F
H H H ~-CH(CL) - (E) Cl H Ph-3-F
H H H ~CH(C1) - (Z) cl & Ph-3-F
H H H ~CH(C1)- Cl i Ph-4-F
H H H ~CH(C1) - (E) C1 I Ph—-4-F
H H H ~-CH{C1)-(2Z) C1 H Ph-4-F
H H H ~CH(CH,) - Cl i Ph~2~F
H H H ~CH(CH,) - {E) Cl f Ph-2-F
H H H ~CH(CH,) - (Z) cl H Ph-2-F
H H H ~CH (CH,} - Cl B Ph-3-F
H H H -CH{CH,) - {E) Ct H Ph-3-F
H H H ~-CH{CH,) - () Ct B Ph-3-F
H H H ~CH{CH,} - cl H Ph-4-F
H H H ~CH{CYH,) - (E) cl H Ph-4-F
H H H -CH{CHy) - (Z) cl H Ph-4~F
H H H ~CH,CH,~ cl H Ph-2-F
H It H ~CH,CH,— cl H Ph-3-F
H i H ~(H,CH,~ cl 1 Ph-4-F
H H H ~CH,CH,~ cl H Ph-2-C1
B H H ~CH,CH,~ cl H Ph-3-Cl
H H H ~CH,CH,~ Cl H Ph-4-C1
H H H ~CHCH,~ cl H Ph—-2-CH,
H I3 H ~CH,CH,~ cl H Ph-3-CH,
H H H ~CH,CHy~ C1 H Ph-4-CH,
H H H -CH,CH,— C1 H Ph-2-CF,
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~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,-
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,-
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~
~CH,CH,~

~CH,CH,CH, -
—CH2CH2CH2'“
WCHJCHZ{:HZEW

~CH,0CH,~
~CH,0CH,~

Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Ci
Cl
Ci
Cl
Ct
Ci
Ci
C1
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ccl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Br
Br
Br
CH,
CH,
CHy
0OCH,
OCH,
OCH,
Cl
Cl
Ci
Cl
Cl
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Ph-2~CH,~4~C1
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P
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Ph-3-CF,
Ph-4-CF,
Ph~2-0CH,
Ph-3-0CH,
Ph-4-0CH,
Ph-4-0CHF,
Ph-4-0CF,
Ph-2, 4-F,
Ph-3, 4-F,

Ph-3-Cl-4-F

Ph-2-F-4-Cl

Ph~3-F-4-Cl

Ph-2, 4-Cl,

Ph-3, 4-Cl,

h-2-F-4-CH,

h~3~CF,~4-F
h-2-F-4-CF,
h-3-F-4-CF,
h~2~F~
h-3-F-

T-1

Ph-2, 4, 5-F,
Ph-2,4,6-F,
Ph-3, 4, 5-F,
3, 5-F,—4
T-26
T-40
D-1-2a

(D~1-2b) ~2-CH,

D-2-1b)-5-F

(D-8-2b) ~2-CH,4
{D-23-2b) ~B~F
(B-23-2b) ~6-C1

4-0CF,
4-0CF,
7
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~CH,0CH,~
~CH,SCH,~
~CH,SCH,
~CH,SCH,-
~CH,S (0) CH,-
~CH,S (0) CH,~
~CH,S (0) CH,~
~CH,S0,CH,
~CH,S0,CH,~
~CH,50,CH,~
~CH,CH,CH,CH,-
~CH,CH,CH,CH,~
~CH,CH,CH,CH,~
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
OCH,
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OCH,
OCH,
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Ph-2-0CH,
Ph-3-0CH,
Ph-4-0CH,
Ph-4-0CHF,
Ph-4-0CF,
Ph-2, 4-F,
Ph-3, 4-F,

Ph-3-C1-4-F
Ph-2-F-4-Cl
Ph-3-F-4-Cl
Ph~2, 4-Cl,
Ph-3, 4-Cl,

Ph~2-F-4-CH,

Ph-2-CH,~4-C1

Ph-3-CF,~4-F

Ph~2-F~4~CF,

Ph~3-F-4-CF,

Ph-2-F-4-0CF,

Ph~3-F-4-0CF,

T~17
Ph-2, 4, 5-F,
Ph-2, 4, 6-F,
Ph~3, 4, 5-F,
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[F*2-23]
H H H OCH,4 i ct H Ph-3, 5-F,~4-C1
H H H OCH, H ct H T-26
H H H OCH, H cl H T-40
H H H OCH, H c1 H D-1-2a
H H H OCH, H Cl H (D-1-2b) -2-CH,
H H H OCH, i Cl H (D-2-1b) -5-F
H H H 0CH, H Cl H (D-8-2b)~2-CH,
H H H OCH, H cl i (D-23-2b)-6-F
H H H OCH, H Cl H (D-23-2b) ~6~C1
H H H OEt H Cl H Ph-2-F
H H H OEt H cl H Ph-3-F
H H H OEt H Cl i Ph-4~F
H H H OEt H Cl H Ph-2-C1
H H H OEt H Cl H Ph-3-Cl1
H H H OEt H Cl i Ph~4-Cl
H H H OEt H CL H Ph~2~CH,
H H H OEt H C1 i Ph~3~CH,
H H H OEt H C1 H Ph~4-CH,
H it H OEt H Cl H Ph-2-CF,
H i H OEt H Ci H Ph-3-CF,
H H H OEt H cl H Ph~4-CF,
H H H OEt H Cl H Ph-2~0CH,
H H H OEt H Cl H Ph~3-0CH,
H H H OEt H cl H Ph-4-0CH,
H i H OEt H Cl H Ph~4~0CHF,
H H H OEt H cl H Ph—4-0CF,
H H H OEt H cl H Ph-2, 4-F,
H H H OEt H C1 H Ph-3, 4-F,
H H H OEt H cl H Ph~3-Cl1-4-F
H H H 0Et H cl H Ph-2-F~4~Cl
i H H OEt H 1 H Ph-3-F-4~C1
H H H OEt H cl H Ph-2, 4-Cl,
H H H 0Et H cl H Ph-3, 4-Cl,
H H H OEt H cl H Ph-2-F~4-CH,
H H H OEt H Cl H Ph~2-CH,~4-C1
H H H OEt H cl H Ph~3-CF,~4-F
H H H OFt H Cl H Ph-2-F~4-CF,
H H H OEt H Cl H Ph-3-F~4~CF,
H H H OEt H Cl H Ph-2-F-4-0CF,
H H H OEt H cl H Ph~3-F-4~0CF,
H H H OEt H cl H T-17
H H H OEt H cl 31 Ph-2, 4, 5-F,
H H H OEt H cl il Ph-2, 4, 6-F,
H H H OEt H cl H Ph-3, 4, 5-F,
H H H 0Et H Cl f Ph-3, 5-F,-4-C1
H H H OEt H cl H T-26
H H H 0Et H cl H T-40
H H H OBt H cl H D-1-2a

[0280]
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0OEt
0OEt
0Bt
OEt
OBt
OPr—n
OPr-n
OPr-n
OPr-i
0Pr-i
0Pr-1i
OCH,CF,
OCH,CF,
OCH,CF,
OCH,CH=CH,
OCH,CH=CH,
OCH,CH=CH,
OCH,C=CH
OCH,C=CH
OCH,C=CH
—(OCH,CH,-
~QCH,CH,~
~0CH,CH,-
SCH,
SCH,
SCH,
NHOCH,
NHOCH,
NHOCH,
NHOEt
NHOEt
NHOEt
NHOPr-i
NHOPr—i
NHOPr-i
NHOBu-s
NHOBu-s
NHOBu-s
NHOBu-t
NHOBu—t
NHOBu-t
CN
CN CH,
CN CH,
C (0) NH, CH,
C(0) NH, CH,
C (O} NH, CH,
C{S}NH, CH,
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(D-1-2b) -2-CH,
(D-2-1b) -5-F
(D-8~2b) ~2~CH,
(D-23-2b) -6-F
(D-23-2b) -6-C1
Ph-2-F
Ph-3-F
Ph-4-F
Ph-2-F
Ph-3-F
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[3F&2-25]
H H H C (S)NH, CH, Cl H Ph-3-F
H H H C(S)NH, CH, Cl H Ph-4-F
H CH, H H H cl i Ph-2~F
H CH,{S) H H H Cl H Ph-2-F
H CH, H H H cl H Ph-3-F
H CH,(S) H H H cl H Ph-3~F
H CH, H H H Cl H Ph-4-F
H CH; (S) H H H c1 H Ph-4-F
H CH, i H H cl H Ph-2-Cl
H CH,(S) H H H Cl H Ph-2-C1
H CH, H H H cl H Ph-3-C1
H CHs(S) H H H cl H Ph-3-Cl
H CH, H H H cl1 H Ph-4-Cl
3 CHy(8) H H H Cl H Ph-4-C1
H CH, H H H cl i Ph-2-CH,
H CH{S) H H H Cl H Ph~-2-CH,
it CH, H H H cl H Ph-3-CH,
H CH;(S) H H H cl H Ph-3-CH,
H CH, H H H cl H Ph~4-CH,
H CH;{S) H H H Cl H Ph—4-CH,
H CH, H H H c1 H Ph-2-CF,
H CH,(S) H H H cl H Ph-2-CF,
3! CH, H H i cl H Ph-3-CF,
H CH;(S) H H H cl H Ph-3-CF,
H CH, i H H Cl H Ph-4-CF,
H CH;(S) H H H cl H Ph-4-CF,
H CH, H H H Cl H Ph-2-0CH,
H CH,(S) H H H C1 H Ph-2-0CH,
H CH, H H H Cl H Ph-3-0CH,
H CH,(S) H H H ci H Ph-3-0CH,
H CH, H H H cl H Ph-4-0CH,
H CH,(S) H H H 1 H Ph-4-0CH,
H CH, H H il c1 H Ph-4-0CHE,
H CH,{(S) H H H cl H Ph-4-0CHF,
H CH, H H H €l H Ph-4-0CF,
H CH,{S) H H H Ci H Ph-4-0CF,
H CH, H H H cl H Ph-2, 4-F,
H CH,(S) H 4 H cl H Ph-2, 4-F,
H CH, H H H cl H Ph-3, 4-F,
H CH,($) H H H cl H Ph-3, 4-F,
H CH, H H H Cl H Ph-3-C1-4-F
H CH,(S) H H H Cl H Ph~3-Ci-4-F
H CH, i H H cl H Ph-2-F-4-Cl
H CH,(S) H H H cl 1 Ph-2-F-4-C1
H CH, 1 H H Cl H Ph-3-F-4-Cl
H CH;(S) H H H Ci H Ph-3-F-4-C1
H CH, H H H Cl H Ph-2, 4-C1,
H CH;(S) H H H Ct H Ph-2, 4-C1,

[0282]
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(D-2-1b) -5-F
(D-8-2b) -2-CH,
(D-23-2b}-6-F
(D-23-2b)-6-C1
H
cl
Br
I
CH,

CH,

Et
Et
n—Pr
n-Pr
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[3&2-28]
H CH, H F P c1 H i-Pr
H CH,(S) H F F Cl H i-Pr
H CH, H F ¥ Cl H c—Pr
H CH,(S) H F F c1 H c-Pr
c=Pr CH, H F F Cl H c-Pr
H CH, H F F c1 H T-2
H CH,(S) H F F cl H -2
H CH, H F F Cl H c~Bu
H CH,{8) H F F cl i c—Bu
H CH, H F F cl H t~Bu
H CH;{(S) H F F c1 H t-Bu
H CH, H F F cl H T-1
H CH,(S) H F F Cl H T-1
H CH, H F F cl H T-3
I CH, H F F 1 H c-Pen
H CH, i F F €l H T-10
H CH, H F F C1 H T-11
H CH, f F F cl H c~Hex
H CH, H F F Ci H CH,F
H CH,(8) H F F c1 i CH,F
H CH, H F F c1 H CHF,
il CH, H F F Cl H CF,
H CH, H F F C1 H C(CH,) ,F
H CH,{8) H F F cl H C(CH,},F
H CH, H F F Cl H T-4
H CH,(S) H F F cl H T-4
H CH, H F F cl H T-5
H CHy(S) H F F cl i -5
H CH, H F F C1 H T-6
H CH;(S) H F P c1 H T-6
H CH, H F F Cl 3 T-7
H CH;(8) H F F Cl H T-7
H CH, H F F ci H T-8
H CH, H F F cl H T-13
H CHy(S) H F F cl H T-13
H CH, H F F cl H T-9
H CH, H F F cl H T-14
H CH, H F F 1 H CH,OCH,
H CH,(S) H F F cl H CH,0CH,
H CH, H F F cl H CH,0Et
H CH, H F F cl H CH,0Bu~t
H CH, H F F Cl H CH,0CH,CF,
H CH, I F F cl H CH,0CH,0CH,
H CH, H F F cl H C(CH,) ,OH
H CH; H F F cl H C (CH,) ,0CH,
H CH;{(S) H F F C1 H C (CH,) ,OCH;§
H CH, H F F Cl H C (CH,) ,0CH,CF,
H CH, i F F Cl H CH(OCH,) ,
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[3R2-29]
H CH,
il CH,
H CH, ()
H CH,
H CH,
H CH,
H CH,
H CH,
H CH,
H CH, (8)
cPr CH,
K CH,
H CH, (S)
H CH,
H CH, (R)
H CH, (S)
it CH,
H CH, (S)
H CH,
1 CH, (S)
H CH,
H CH,(S)
CH, CH,
Et CH,
cPr CH,
CH,0Et  CH,
CH,SCH, CH,
CH,CON CH,
CH,CH=CH, CH,
CH,C=CH CH,
SCC1, CH,
C{O)CH, CH,
C{0)OCH, CH,
H CH,
H CH,(S)
H CH,
H CH, (S)
H CH,
H CH,(S)
H CH,
H CH, (S)
H CH,
H CH, (S)
H CH,
H CH,{(8)
1 CH,
i CH, (S)
H CH,

m oo oo T T T T I T oo ST o onm o oimom M R MM MR NN MM oMM MM MD MM M PR oNT MR MM oM o

st
_

mEmmEm R =

m o m Mmoo Mmoo o A T T T m A o ey e g g ey oMM D oMM oM oW MM MmO T T TS M

164

I e i e R i e - B B e e B e B s B R R R T R R R R IR S e e

Cl
Cl
Cl
Cl1
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Ci
C1
Ci
Ci
€l
Cl
Cl
Ci
Cl
Cl
Cl
Cl
€l
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ct
Cl
Cl
Cl
Cl
Cl
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T-12
S1(CH,),
S1(CH,),

Si(CH,) ,Bu-t

Si(CH,),Ph
CH=NOCH,
C (CH,) =NOCH,
Ph

>

e e e I e I I

h—2-
h-2-
h-2-
h~3~
h-3-
h—4-
h—4-
h-4-
h-2-
h-2-
h-3-
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]
SR

Ph-3-C1
Ph-4-C1
Ph-4-C1
Ph-4-Cl
Ph~4-C1
Ph-4-C1
Ph-4-Cl
Ph-4-C1
Ph-4-Cl
Ph-4-C1
Ph-4-C1
Ph-4-C1
Ph-4-C1
Ph-4-C1
Ph-2-CH,
Ph-2-CH,
Ph-3-CH,
Ph-3-Cll,
Ph-4-CH,
Ph-4-CH,
Ph-2-CF,
Ph-2~CF,
Ph-3-CF,
Ph-3-CF,
Ph-4-CF,
Ph-4-CF,
Ph-2-0CH,
Ph-2-0CH,
Ph-3-0CH,
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CH; (S)
CH,
CH; (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH,(S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (8}
CH,4
CH, (S)
CH,
CH, (S)
CH,
CH, (8)
CH,
CH,(S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, ()
CH,
CH, {8}
CH,
CH,
CH,(S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (8)
CH,
CH, (S)
CH,
CH; (S)
CH,
CH;(S)
CH,
CH; (S)
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Cl
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Ph-3-0CH,
Ph-4-0CH,
Ph-4-0CH,
Ph-4-0CHF,
Ph-4~0CHF,
Ph-4-0CF,
Ph-4-0CF,
Ph-4-0CF,Br
Ph-4-0CF,Br
Ph-4-SCF,
Ph-4-SCF,
Ph-4-CN
Ph~4-CN
Ph-2, 3-F,
Ph-2, 3~F2
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CH;
CH, (S)
CH,
CH, (S}
CH,
CH, (S)
CH,
CH, (S)
CH,
CH,(S)
CH,
CH, (S}
CH,
CH, (S)
CH,
CH; (8)
CH,
CH;(S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH; (S)
CH,
CH, (S}
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH,(S)
CH,
CH;(S)
CH,
CH, (8)
CH,
CH,y (S)
CH,
CH; (S)
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Ci
Cl
Ci
Ci
Cl
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Ph-2-CF,-4-F
Ph-2-CF,~4-F
Ph-2-F-3-CF,
Ph-2-F-3-CF,
Ph-3~CF,~4-F
Ph-3-CF,~4-F
Ph-2-F-4-CF,
Ph-2-F-4~CF,
Ph-3-F-4-CF,
Ph-3-F-4-CF,
h~3-CF,~4~C1
Ph-3-CF,~4-C1
C1-4-CF,
C1-4~CF,
OCH,~4-F
OCH,~4~F
-F-
F-
F-
F-

S

Ph-
Ph~
Ph-
h=

-

4 0OCH,
4-0CH,
4-0CH,
P 4-0CH,
Ph-3-0CH,~4-C1
Ph-3-0CH,~4-C1
Ph-3~C1-4-0CH,
Ph-3-C1-4-0CH,
Ph-2~F~4-0CHF,
Ph-2-F-4-0CHF,
Ph~3-F-4~0CHF,
h3
h

3~
3=
3-
3~
3~
3~
2
a-
3~
3-

Ph-
Ph-
Fh-
h-

Ph-3-F-4-0CHF,
Ph-3-0CHF,~4-C1
Ph~3-0CHF,~4-C
Ph~3~C1-4~0CHF,
Ph-3-C1-4-0CHF,
Ph~2~F~4-0CF,
Ph-2-F-4-0CF,
Ph-3-F-4-0CF,
Ph-3-F-4-0CF,
Ph-3-0CF,~4-CI
Ph~3-0CF,~4-C1
Ph-2-C1-4-0CF,
Ph-2-C1-4-0CF,
Ph~3-C1-4-0CF,
Ph-3~C1-4-0CF,
T-17
T-17
T-23
T-23
Ph-2, 3, 4-F,
Ph-2, 3, 4-F,

pom s i s S 5

o ol ol s o s o oo ool il o e o e e e o o o s ol s st o o o 5 R

oo -



WO 2018/003924

[0289]

[$c2-32]

T oo

fom s v s e i el oo s i e o e i i o

o o o sl s i s S o o o o s e o i o o o o o s o s o o o i S

o= aen i i 4

on &= =

CH,
CH, (S)
CH,
CH,(S)
CH,
CH, (S)
CH,
CH,(S)
CH,
CH,(S)
CH,
CH; (S}
CH,
CH; (S)
CH,
CH, (8)
CH,
CH, (S)
CH,
CH;(S)
CH,
CH, (8)
CH,
CH,(S)
CH,
CH, (3}
CH,
CH, (S)
CHy
CH,(S)
CH,
CH,{S)
CH,
CH, (S)
CH,
CH,(S)
CH,
CH,{S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
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Cl
Cl
Cl
Cl
Ci
Cl
Cl
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Cl
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Cl
Cl
C1
Cl
Cl
Cl
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Cl
C1
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Cl
Cl
Cl
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Cl
Cl
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Cl
cl
Cl
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Cl
Cl
Cl
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PCT/JP2017/023955
Ph-2, 4, 5-F, H
Pr-2, 4, 5-F, H
Ph-2, 4, 6-F, H
Ph-2, 4, 6-F, H
Ph-3, 4, 5-F, H
Ph-3, 4, 5-F, H
Ph-2, 5-F,~4-C1  H
Ph-2,5-F,-4-C1  H
Ph-2, 6-F,~4-C1  H
Ph-2, 6-F,~4-Cl  H
Ph-3,5-F,~4-C1  H
Ph-3,5-F,~4-C1  H
Ph-2-F-3,4-Cl, H
Ph-2-F-3,4-Cl, H
Ph-2-F-4,5-C1, H
Ph-2-F-4,5-C1, H
Ph-3-F-4,5-Cl, W
Ph-3-F-4,5-Cl, H
Ph-3,5-F,~4-CH, H
Ph-3, 5-F,~4-CH, H
Ph-2-F~4~Cl-5-CH, H
Ph-2-F-4-Cl-5-CH, H
Ph-3, 5-Cl,~4-CH, H
Ph-3, 5-Cl,~4~CH, H

Ph-2, 5-F,~4-CF, H

Ph-2,5-F,~4CF, H
Ph-2, 5-F,~4~0CH, H
Ph-2,5 F, 4-0CH, U
Ph-2, 6-F,~4-0CH, H
Ph-2, 6-F,~4-0CH, H
Ph-3, 5-F,~4-0CH, H
Ph-3, 5-F,~4-0CH, H
Ph-3-F-4~0CH,~5-Cl H
Ph~3-F-4-0CH,5-C1 H
Ph-3, 5-C1,~4-0CH, H

Ph-3, 5-C1,~4-0CH,
Ph-3, 5-F,~4-0CHF,
Ph-3, 5-F,~4~0CHF,

Ph-3-F~4-0CHF,~5-C1

Ph-3-F-4-0CHF,~5-C1

Ph~2-F-4-C1-5-0CHF, |

Ph-2-F-4-C1-5-0CHF, |

Ph-3, 5-C1,-4-0CHF,

Ph~3, 5-C1,~4-0CHF,
Ph-3, 5-F,~4-0CF,

Ph-3, 5-F,~4-0CF,

Ph-3, 5-F,~4-0CF,Br

5-F,
Ph-3, 5-F,~4-0CF,Br
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[3&2-33]

H CH, H F F Cl H Ph-3, 5-F,~4CN
H CH;(8) H F i cl H Ph-3, 5-F,~4-CN
H CH, H F F Cl H  Ph-3-F-4-CN-5-Ci
H CH,(S) H F F cl H  Ph-3-F~4-CN-5-C1
H CH, H F F Cl1 H Ph-3, 5~C1,-4~CN
i CH,(S) H F F cl H Ph-3, 5-C1,~4-CN
H CH, H F F Cl H T-18

i1 CH,(S) H F F cl H T-18

H CH, H F F Cl H T-19

H CH,(S) H F F C1 H T-19

H CH, H g F Cl H T-20

H CH;{(S) H F F cl H T-20

H CH, H F F cl H T-26

H CH,{S) H F F cl H T-26

H CH, H F F Cl H T-29

H CH,{S) H F F cl H T-29

H CH, H F F Cl H T30

H CH,(S) H F F Ci H T-30

H CH, H F F Cl H T-31

H CH,($) H F F Ci H T-31

H CH, H F F cl H T-32

H CH,(s) H F F Cl H T-32

H CH, H F F cl H T-33

H CH,(3) H F F Cl H T-33

H CH, H F F Cl H T-34

H CH,(S) H F F cl H T-34

H CH, H F F cl H T-35

il CH,(8) H F F cl H T-35

H CH, H F F Cl H T-36

H CHy(S) H F F Ct H T-36

H CH, H F F Ct H T-37

H CH,(S) H F F Cl H T-37

H CH, H F F ct H T-38

H CH,(S) H F F cl H T-38

H CH, H F F cl H T-39

H CH,(S) H F F cl H T-39

H CH, H F F Cl H T-40

H CH,(S) H F F cl H T-40

H CH, H F F cl H D-1-2a

H CH,(S) H F F Cl H D-1-2a

H CH, H F F C1 H (D-1-2b) ~2-F
H CH,(S) H F F c1 H (D-1-2b) -2-F
H CH, H F F Cl H (D-1-2b)-2-CH,
H CH,(S8) H F F Cl H (D~1-2b}~2-CH,
H CH, H F F €l H (D-1-2b) -4-CH,
H CH,(S) H F F cl H (D~1-2b) -4-CH,
H CH, H F F Cl H (D-1~2b) -5-CH,
H CH,(S) H F F C1 H (D-1-2b)~5-CH,

[0290]

o o= o i el o ol o el o o o e o o o e o J o o e S o e e i o

——t
-y

jucogiie =

o M

bos o



WO 2018/003924

[0291]

[3R2-34]

fom ol s om e o e i o el o el i = o o e e s s = = e i o e s o s s e ool ol o o oo S s i

—

CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH; (S)
CH,
CH,; (8)
CH,
CH, (S)
CHs
CH, (S)
CH,
CH; (S)
CH,
CH, (8)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (8)
CH,
CH, (8)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH,(S)
CH,
CH, (S)
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
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Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Ci
Cl
Cl
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Cl
Cl
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Cl
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D-2-1a
-2-1a
(D-2-1b) ~4-F
(D-2-1b) -4-F
(D-2-1b) ~5-F
(D-2-1b) ~-5-F
(D-2-1b) -4-C1
(D-2-1b) -4-C1
(D-2-1b) ~5-C1
(D-2-1b) -5-C1
D-2-2a
D-2-2a
(D-2-2h) -5-F
(D-2-2b) -5-F
(D-2-2b) ~5~C1
(D-2-2b) ~5-C1
(D~2~2b) ~5-CH,
(D-2-2b) ~5~CH,
{D-2~2b) -2-CH,~5-C1
{D-2~-2b) -2-CH,~5-C1
(D-6-1a) -1-CH,
(b-6-1a)-1-CH,
(D-8-2b)-2-CH,
(D-8-2b} -2-CH,

(D-23~1b) ~5~F
(D-23-1b) 5-F
(D-23-1b) -5-C1
(b-23-1b) -5-C1
(D-23~1b) ~5-CF,
(D-23-1b) -5-CF,
(D-23-2b) -6-F
(D-23-2b) ~6-F
(D-23-2b) -6-C]
(D-23-2b) -6-C1
(D~23~2b) ~6-CF,
(D-23-2b) ~6-CF,
Ph—2-F
Ph-3-F
Ph-4-F
Ph-2-Cl
Ph-3-C1
Ph-4-C1
Ph-2-CH,
Ph-3-CH,
Ph-4-CH,
Ph-2~CF,
Ph-3-CF,
Ph-4-CF,
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CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH,
CH, (S)
CH,
CH, (S)
CH,
CH (9)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
CH,
CH, (S)
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CH,
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CH,
CH,
CH,
CH,
CH,
CH,
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Ph-2-0CH,
Ph-3-0CH,
Ph-4-0CH,
Ph-4-0CHF,
Ph-4-0CF,
Ph-2, 4-F,
Ph-3, 4-F,
Ph-3-C1-4-F
Ph-2-F-4-Cl
Ph-3-F-4-Cl
Ph-2, 4-CL,
Ph-3, 4-C1
P_..
P_

’ 2
h-2-F~4~CH,
h-2-CH,~4-C1

Ph-3-CF,~4~F
Ph-2-F-4-CF,
Ph-3-F-4-CF,
Ph-2-F-4~0CF,
Ph~3~F~4~0CF,

B-1-2a
(D-1-2b)-2-CH,
(D-2-1b)-5-F
(D-8-2h) ~2~CH,
(D-23-2b)-6-F
(D-23-2b) ~6~C1
CH,
CH,4
Et
Et
n-Pr
n-Pr
i-Pr
i~Pr
c-Pr
c-Pr
T-2
T-2
c—Bu
c—-Bu
t-Bu
t-Bu
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CH, (S)
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CH, (S)
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CH, (8)
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CH,
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CL
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Cl
Cl
Cl
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T-1
-1
CH,F
CH,F

C(CH,) ,F

€ (Cly) ,F

i i
v b
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T-9
T-14
CH,OCH,
CH,0CH,
C(CH,) ,0CH,
C{CH,) ,0CH,
S1(CH,),
S1(CHy),
Ph-2-F
Ph-3-F
Ph-4-F
Ph-2-Cl
Ph-3-C1
Ph-4-Cl
Ph-2-CH,
Ph-3-CH,
Ph-4-CH,
Ph-2~CF,
Ph-3~CF,
Ph-4-CF,
Ph-2-0CH,
Ph-3~0CH,
Ph-4-0CH,
Ph-4-0CHF,
Ph~4-0CF,
Ph-2, 4-F,
Ph~3, 4-F,
Ph~3-C1~4-F
Ph-2-F-4-Cl
Ph-3-F-4-Cl
Ph-2, 4-C1,
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[$*2-37]
H CH, H CH, F Cl H Ph-3, 4-Cl, H
H CH; H CH, F Cl H Ph-2-F-4-CH, H
H CH, H CH, F 1 H Ph-2-Cil;~4-C1 H
H CH, H CH, F cl H Ph-3-CF,-4-F H
H CH, H CH, F 1 H Ph-2-F-4-CF, H
H CH, H CH, F 1 H Ph-3-F-4-CF, H
H CH, 3 CH, F cl H Ph-2-F-4-0CF, H
H CH, H CH, F cl H Ph-3-F-4-0CF, H
H CH, H CH, F €1 il T-17 H
H CH, H CH, F 1 H Ph-2, 4, 5-F, H
H CH, H CH, F ol H Ph-2, 4, 6-F, i
H CH, H CH, F c1 H Ph-3, 4, 5-F, H
H CH, i CH, F cl H  Ph-3,5-F,~4-Cl H
H CH, H CH, F cl H T-26 H
H CH, H CH, F cl it T-40 H
H CH, H CH, F c1 H D-1-2a H
H CH, H CH, F cl H (D-1-2b)-2-CH;  H
H CH, H CH, F c1 H (D-2-1b) ~5-F H
H CH, H CH, F cl H {D-8-2b)-2-CH,;  H
H CH, H CH, F Ci H (D-23-2b) ~6-F i
H CH, H CH, F Cl H (D-23-2b) -6-C1 H
H CH, H ~CH,~ cl H Ph-2-F H
H CH;(S) H ~CH,~ Cl H Ph-2-F i
H CH, H ~CH,~ cl H Ph-3-F H
H CH, (S} H ~CH,~ cl H Ph-3-F H
H CH, H ~CHy— cl H Ph—4-F H
H CH,{S) H ~CH,~ cl 4 Ph-4-F H
H CH, H ~CH,CH,- cl H Ph-2-F H
H CH;{S) H ~CH,CH,~ Ci H Ph-2-F H
H CH, H ~CH,CH,~ Cl H Ph-3-F H
H CHy(S) H ~CH,CH,~ cl H Ph~3-F H
H CH, H ~CH,CH,~ Ci i Ph-4-F H
it CHa(S) H ~CH,CH,~ Cl H Ph—4-F H
H CH, H OCH, H Ct H Ph-2-F H
H CH;(S) H OCH,(R) H cl H Ph-2-F H
H CH,(S) H OCH,(S)  H ct H Ph-2-F H
H CH, H OCH, H Cl H Ph-3-F H
H CH,(S) H OCH;(R) H Ci H Ph-3-F H
H CH;(S) H OCH,(S) H cl H Ph-3~F H
H CH, H OCH, H cl H Ph-4-F H
H CHy(S) H OCH;(R) cl H Ph-4-F H
H CH,(S) H OCH (8) H cl H Ph-4-F H
H CH, H OCH, H C1 H Ph-2-C1 H
H CH,(S) H OCH;(R) H cl H Ph-2-C1 H
H CH,(3) H OCH (S)  H Cl H Ph~2-C1 i
H CH, H OCH, H Cl H Ph-3-C1 H
H CH,(S) H OCH,(R) H cl H Ph-3-Cl H
H CH, (S) H OCH,(S) H 1 H Ph-3-C1 H
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CH; (S)
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CH, (S)
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CH,
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CH,
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0CH,
OCH, {R)
0CH, (8)
OCH,
OCH, (R)
OCH, (8)
OCH,
OCH, (R)
OCH, (S)
OCH,
OCH, (R)
0CH, ($)
OCH,
OCH, (R)
0CH, (S)
OCH,
OCH; (R)
OCH, (S)
OCH,
OCH; (R)
OCH, (S)
OCH,
OCH; (R}
OCH, (S}
OCH,
OCH, (R)
OCH, (S)
0CH,
0CH, (R)
OCH, (8)
OCH,
OCH, (R)
OCH, (S)
OCH,
OCH, (R)
0CH, (S)
OCH,
OCH, (R)
OCH, (S)
OCH,
OCH, (R)
OCH,; ($)
OCH,
OCH, (R
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OCH,
OCH, (R)
OCH, (S)
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Cl1
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Ph-4-C1
Ph-4-C1
Ph-4-C1

Ph-2-CH,

Ph-2-Cll,

Ph-2-CH,

Ph-3-CH,

Ph-3-CH,

Ph-3-CH,

Ph-4-CH,

Ph-4-CH,

Ph-4-CH,

Ph~2-CF,

Ph-2-CF,

Ph-2-CF,

Ph-3-CF,

Ph-3-CF,

Ph~3~CF,

Ph-4~CF,

Ph-4~CF,

Ph~4-CF,

Ph-2-0CH,

Ph-2-0CH,

Ph-2-0CH,

Ph-3-0CH,

Ph-3~0CH,

Ph-3-0CH,

Ph-4-0CH,

Ph-4-0CH,

Ph-4~0CH,

Ph-4-0CHE,

Ph-4-0CHE,

Ph-4-0CHF,

Ph-4-0CF,

Ph-4-0CF,

Ph~4-0CF,

Ph-3-Cl-4-F
Ph-3-Ci-4-F
Ph-3-Cl-4-F
Ph-2-F-4-Cl
Ph-2-F-4-Cl
Ph-2~F-4-C1
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CH,
CH, (5)
CH, ()
CH,
CH, (S)
CH; (S)
CH,
CH, (S)
CH, (S)
CH,
CH, (S)
CH, (8)
CH,
CH, (S)
CH; (S)
CH,
CH, (S)
CH, (S}
CH,
CH, (S)
CH;(S)
CH,
CH, (S)
CH, (S)
CH,
CH, (S)
CH,(S)
CH,
CH, (8)
CH, (S)
CH,
CH, (S)
CH, {(S)
CH,
CH,(S)
CH, (S)
CH,
CH, (S)
CH, (S)
CH,
CH, (S)
CHy (S)
CH,
CH, (S)
CH,(S)
CH,
CH, (8)
CH, (8)
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OCH,
OCH; (R)
0OCH, (S)
OCH,
OCH, (R)
OCH, (8)
OCH,
0CH, (R)
OCH, (S)
0CH,
0CH, (R)
OCH, (S)
OCH,
OCH, (R)
OCH, (S)
OCH,4
OCH, (R}
OCH, (S)
OCH,
OCH, (R)
OCH, (8)
OCH,
OCH, (R)
OCH, (8)
OCH,
0CH, (R)
OCH, ()
OCH,
OCH, (R)
OCH, (8)
OCH,
OCH, (R)
OCH, (8)
OCH,
OCH; (R)
OCH, (S)
OCH,
OCH, (R)
OCH, (S)
OCH,
OCH, (R)
OCH, (3)
OCH,
OCH; (R)
OCH, (S)
OCH,
OCH, (R)
OCH, (S)
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Cl
Cl
Cl
cl
cl
€l
Cl
Cl
Cl
cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
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Cl
Cl
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Cl
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Ph-3-F-4-C1 H
Ph-3-F-4-C1 H
Ph-3-F~4-C1 H
Ph-2, 4-C1, H
Ph-2, 4-C1, i
Ph-2, 4-C1, H
Ph-3, 4-C1, H
Ph-3, 4-C1, i
Ph-3, 4-C1, i

Ph-2-F-4-CH, i

Ph-2~F-4~CH, H

Ph-2-F-4~CHl, "

Ph-2-CH,~4-Cl  H

Ph-2-CHy-4Cl  H

Ph-2-CHy-4-CL  H

Ph-3-CF,~4-F H

Ph-3-CF,~4-F H

Ph-3-CF,~4-F i

Ph-2-F-4-CF, H

Ph-2-F-4-CF, i

Ph-2-F-4-CF, H

Ph-3-F-4-CF, H

Ph-3-F-4-CF, i

Ph-3-F~4-CF, H

Ph-2-F~4-0CF,  H

Ph-2-F-4~0CF, H

Ph-2-F—4-0CF,  H

Ph-3-F-4-0CF, i

Ph-3-F-4-0CF, H
h-3-F- H

H
H
H
H
H
H
H
H
H
H
H
H
H
H
H
H
H
H

~3-F-4-0CF,
T-17
T-17
T-17
Ph-2, 4, 5-F,
Ph-2, 4, 5-F,
Ph-2, 4, 5-F,
Ph-2, 4, 6-F,
Ph-2, 4, 6-F,
Ph-2, 4, 6-F,
Ph-3, 4, 5-F,
Ph-3, 4, 5-F,
Ph-3, 4, 5-F,
-3, 5-F,~4-C
-3, 5-F,=4-C
-3, 5-F,~4-C
T-26
T-26
T-26
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[3R2-40]
H CH, H OCH, H Cl H T-40
H CH,(S) H OCH,(R}) H Cl H T-40
H CH,(3) H OCH, (8} H Cl H T-40
H CH, H OCH, H Cl H D~1-2a
H CH,(S) H OCH,(R) H 1 H D-1-2a
H CH,(S) H OCH,(S) H cl H D-1-2a
H CH, H OCH, H o] H (D-1-2b) -2-CH,
H CH,(8) H OCH,(R) H 1 H (D~1~2b) ~2~CH,
H CH,(S) 1 OCH,(8) H Cl H (D~1-2b) -2-CH,
H CH, H OCH, it Cl H (D~2-1b) -5-F
H CH,(5) H OCH,(R) H C1 H (D-2-1b)-5-F
H CH,(S) H OCH,(S8) H ci H (D-2-1b) -5-F
H CH, H OCH, H Ci H (D-8-2b)-2-CH,
H CH,(S) H OCH,(R) H C1 H (D-8-2b)-2-CH,
H CH,(S) H OCH,(S) H Ci H (D-8-2b) —2-CH,
H CH, H OCH, H 1 H (D-23-2b) -6-F
H CH,(S) H OCH,(R) H cl H (D-23-2b) -6-F
H CHy(S) H OCH;{S) H cl H (D-23-2b) -6-F
H CH, H OCH, H cl H (D-23-2b}-6-Cl
H CH,{S) H OCH,(R) H cl H (D-23-2b) -6-C1
H CH,(8) H OCH,(S) H cl H (D-23-2b) -6-C1
H CH, H 0Et H cl H Ph-2-F
H CH, H OEt H 1 H Ph—-3-F
H CH, H OEt H cl H Ph—4-F
H CH, H 0Et H cl H Ph-2-C1
H CH, H OEt H 1 H Ph-3-C1
H CH, H OFt H cl H Ph-4-C1
H CH, H OEt H c1 H Ph-2-CH,
H CH, H 0Et H c1 H Ph-3-CH,
H CH, H OEt H €l H Ph-4-CH,
H CH, H OEt H 1 H Ph-2-CF,
H CH, H 0Et H Cl H Ph-3-CF,
H CH, H 0Et H cl H Ph-4-CF,
H CH, H OEt H cl H Ph-2-0CH,
H CH, H OEt H Ci H Ph-3-0CH,
H CH, H OFt H Ci H Ph-4-0CH,
H CH, H OEt H o} H Ph-4-0CHF,
H CH, H 0Ft H Ct H Ph-4-0CF,
H CH, H OFt H Ci H Ph-2, 4-F,
H CH, H OEt H cl H Ph-3, 4-F,
H CH, H OFt H cl H Ph-3-Cl-4-F
H CH, i OEt H 1 H Ph-2-F-4-C1
H CH, H OEt H cl H Ph-3-F-4-C1
H CH, H OEt H cl H Ph-2, 4-C1,
H CH, H OEt H cl H Ph-3, 4-C1,
H CH, H OEt H cl H Ph-2-F-4-CH,
H CH, H OEt H Cl H Ph-2-CH,-4-C1
H CH, H OEt H Cl H Ph-3-CF,-4-F
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[%2-41]
H CH, H OFt H cl H Ph-2-F-4-CF,
H CH, H OBt i 1 H Ph-3-F-4~CF,
i CH, H 0Et i cl H Ph-2-F-4-0CF,
H CH, H OEt H c1 H Ph-3-F-4-0CF,
H CH, H 0Bt H c1 i T-17
H CH, i 0OEt i c1 i Ph-2, 4, 5-F,
H CH, H OEt H 1 H Ph-2, 4, 6-F,
H CH, H OEt H c1 H Ph-3, 4, 5-F,
i CH, i OBt i c1 H  Ph-3,5-F,~4-Cl
i CH, H OEt H cl i T-26
i CH, H OEt H c1 H T-40
i CH, H OEt i cl i D-1-2a
H CH, H OEt H cl H  (D-1-2b)-2-CH,
H CH, H OEt H cl i (D-2-1b) -5-F
i CH, H OEt H cl H  (D-8-2b)-2-CH,
i CH, i OEt H ¢l H  (D-23-2b)-6-F
H CH, H OEt H cl H  (D-23-2b)-6-C1
i CH, i OPr-n i cl B Ph-2-F
i CH, i OPr-n H cl H Ph~3~F
H CH, H OPr-n i cl i Ph-4-F
i cH, 4 0Pr-i H 1 i Ph-2-F
i CH, H 0Pr-i i cl H Ph-3-F
H CH, H 0Pr-i i c1 i Ph~4-F
i CH, 4 OCH.CE, H cl H Ph-2-F
H CH, H OCH,CF, K cl i Ph-3-F
H CH, i OCHCF, H cl i Ph-4-F
H CH, H  OCHCH=CH, H - cl H Ph-2-F
i CH, H  OCHCH=CH, H cl H Ph-3-F
H CH, H  OCHCH=CH, 0 cl1 H Ph-4-F
H CH, H  OCHC=CH H cl1 H Ph-2-F
H CH, H  OCH,C=CH W Cl i Ph-3-F
i CH, H o OCHC=CH  H cl H Ph-4~F
H CH, H 0CH,Ph H cl H Ph-2-F
i CH, H 0CH,Ph | ¢l H Ph-3-F
i CH, H OCH,Ph H ¢l H Ph-4-F
H CH, H SCH,CF,  H cl H Ph-2-F
H CH, H SCH,CF, H cl H Ph-3-F
i CH, H SCH,CF, M cl H Ph-4-F
H CH, H NHOCH, H cl1 H Ph-2-F
H CH, H NHOCH, H cl i Ph-3-F
i CH, H NHOCH, i cl H Ph-4~F
H CH, H NHOCH, H cl i Ph-2-C1
H CH, i NHOCH, H cl i Ph-3-C1
H CH, H NHOCH, H cl H Ph-4-C1
H CH, H NHOCH, i cl H Ph~2-CH,
H CH, H NHOCH, H c1 i Ph-3-CH,
4 CH, H NHOCH, H cl H Ph-4-CH,
i CH, H NHOCH, H c1 H Ph-2-CF,

[0298]
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[#2-42]
H CH, H NHOCH, H cl H Ph-3-CF, H
H CH, H NHOCH, H Cl H Ph~4~CF, H
H CH, H NHOCH, i cl H Ph-2-0CH, H
H CH, H NHOCH, H i H Ph-3-0CH, H
H CH, H NHOCH, H Cl H Ph-4-0CH, H
H CH, il NHOCH, H C1 K Ph-4-0CHF, H
H CH, H NHOCH, H o)} H Ph-4-0CF, H
H CH, H NHOCH, H C1 H Ph-2, 4-F, H
H CH, H NHOCH, H Cl H Ph-3, 4-F, H
H CH, H NHOCH, H Cl H Ph-3-C1-4-F H
H CH, H NHOCH, H c1 H Ph-2-F-4-Cl il
H CH, H NHOCH, H cl H Ph—3-F-4-Cl1 H
H CH, H NHOCH, H cl H Ph-2, 4-C1, H
H CH, H NHOCH, H c1 i Ph-3, 4-Ci, H
H CH, H NHOCH, il Cl 31 Ph-2-F~4-CH, H
H CH, H NHOCH, H Cl 3 Ph~2~CH;~4~C1 H
H CH, H NHOCH, H cl H Ph-3-CF,~4-F H
i CH, H NHOCH, H cl H Ph-2-F-4-CF, H
H CH, H NHOCH, H Cl H Ph~3-F-4-CF, H
H CH, H NHOCH, H cl H Ph-2-F-4-0CF, H
H CH, H NHOCH, H cl H Ph-3-F-4-0CF, H
H CH, i NHOCH, H Cl H T-17 H
H CH, H NHOCH, H Cl H Ph-2, 4, 5-F, H
H CH, H NHOCH, H ct H Ph-2, 4, 6-F, H
H CH, i} NHOCH, H Cl H Ph-3, 4, 5-F, H
H CH, H NHOCH, H C1 H Ph-3, 5-F,—4—Cl H
H CH, H NHOCH, H Ct H T-26 i
H CH, i} NHOCH, H Cl H T-40 H
H CH, H NHOCH, H Cl H D-1-2a H
H CH, H NHOCH, H Cl H (D~1-2b)~-2~CHj4 i
H CH, H NHOCH, H Cl i (D-2~1b)~5-F H
I§ CH, H NHOCH, H Cl H (D-8-2b) ~2-CH, H
i CH, 3| NHOCH, H cl H (D~23~2b) -6-F H
H CH, i NHOCH, i cl H (D-23-2b)-6-C1 H
i CH, i NHOEt H Cl H Ph~2-F H
H CH, H NHOEt H Cl H Ph-3-F il
H CH, i NHOEt H cl i Ph~4-F H
H CH, H NHOPr~1 H cl H Ph-2-F H
H CH, H NHOPr—1i H Ci H Ph-3-F il
H CH, H NHOPr—1 H Cl H Ph-4-F H
H CH, H NHOBu~s H Ci H Ph-2-F H
H CH, H NHOBu-s H Ci H Ph-3-F H
H CH, H NHOBu-—s H C1 H Ph-4~F H
H CH, i NHOBu-t H Cl i Ph-2-F H
H CH, H NHOBu-t H Cl # Ph-3-F H
H CH, H NHOBu-t H cl H Ph-4-F H
H CH, CH, H H Ci H Ph-2-F H
H CH, CH, H H Cl H Ph-3-F H
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Ph-4~F
CH,
Et

n—Pr
i-Pr
c~-Pr
T-2
c—Bu
t-Bu
T-1
CH,F
C{CH,) F

T-13
CH,0CH,
C (CH,) ,0CH,
Si(CHy),
Ph-2-F
Ph-3-F
Ph-4-F
Ph-2-Cl
Ph-3-C1
Ph-4-C1
Ph-2-Ci,
Ph-3-CH,
Ph-4-CH,
Ph-2-CF,
Ph-3-CF,
Ph-4-CF,
Ph-2-0CH,
Ph~3~0CH,
Ph-4-0CH,
Ph-4-0CHF,
Ph~4-0CF,
Ph-2, 4-F,
Ph-3, 4-F,
Ph-3-Cl-4-F
Ph-2-F~4-C1
Ph-3-F-4-Cl
Ph-2, 4-Cl,
Ph-3, 4-C1,
Ph-2-F~4-CH,
Ph-2~CH,~4~C1
Ph-3~CF,~4-F
Ph-2-F-4-CF,
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Ph-3-F-4~CF,

Ph-2-F-4-0CF,

Ph-3-F-4-0CF,
T-17

D-1-2a
(D-1-2b) -2-CH,
(D-2-1b) -5-F
{(D-8-2b) ~2-CH,4
{D-23-2b) ~6~F
(D-23-2b) -6-C1
Ph-2~F
Ph-3-F
Ph—4~F

CH,

Et
n-Pr
i-Pr
c—Pr

T-2
c-Bu
t-Bu

T-1
CH,F

C{CH,) ,F

T-4

T-5

-6

-7

T-13

CH,0CH,
C (CH,) ,0CH,
Si (CHy) o
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Fh—3-CH,
Ph-4-CH,
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Ph-2-CF,
Ph-3-CF,
Ph-4-CF,
Ph-2-0CH,
Ph-3-0CH,
Ph-4-0CH,
Ph-4-0CHF,
Ph~4-0CF,
Ph-2, 4-F,
Ph-3, 4-F,
Ph-3-Cl-4-F
Ph-2-F-4-Cl
Ph-3-F-4-C1
Ph-2, 4-Cl,
Ph-3, 4-Cl,
Ph-2-F-4-CH,
Ph-2-CH,~4-C1
Ph~3-CF,~4-F
Ph-2-F-4-CF,
Ph-3-F-4~CF,
Ph-2-F-4-0CF,
Ph-3-F~4-0CF,

D-1-2a
(D-1-2b) -2~CH,
(D-2~1b) -5-F
(D~8-2b) ~2-CH,
(D-23-2b) -6-F
(D-23-2h) ~6-C1
Ph-2-F
Ph-3-F
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[F+2-46]
H CH,F H H H 1 H Ph-2-F H
W CH,F H H H cl H Ph-3- H
H CH,F H H H 1 H Ph-4-~F i
H CH,F H H H 1 H Ph-2-Cl H
H CH,F H H H c1 H Ph~3-C1 H
H CH,F H H H cl H Ph-4-C1 H
H CH,F H H H 1 i Ph-2~CH, H
H CH,F H H H c1 4 Ph~3~CH, H
H CH,F H H H c1 H Ph~4~CH, H
H CH,F H H H cl H Ph-2-CF, H
H CH,F i H H 1 H Ph-3-CF, H
H CH,F i i H 1 H Ph-4-CF, H
H CH,F H H H cl H Ph-2~0CH, H
i CH,F H H H cl i Ph-3-0CH, H
H CH,F H H H cl H Ph-4-0CH, i
H CH,F H H H cl H Ph-4-0CHF, i
H CH,F H H H cl i Ph-4-0CF, H
H CH,F H H i cl H Ph-2, 4-F, H
H CHF H i H cl il Ph-3, 4-F, H
H CH,F H H H cl i Ph-3-Cl-4-F i
H CH,F H H H cl i Ph-2-F-4-Cl H
i CH,F i i H cl H Ph-3-F-4-C1 H
H CH,F i i H 1 H Ph-2, 4-C1, H
i CH,F H H H cl H Ph-3, 4-Cl, H
H CH,F H H H cl H Ph~2-F-4-CH, H
H CH,F H H H cl H Ph-2-CH,~4-C1  H
H CH,F H H H cl H Ph-3-CF,~4-F H
" CH,F H H H cl H Ph-2-F-4-CF, H
H CH,F H H i cl H Ph-3-F-4-CF, H
H CH,F H H H cl H Ph-2-F-4-0CF,  H
H CH,F H H H c1 i Ph-3-F-4-0CF,  H
H CH,F H H H cl H T-17 H
H CH,F H i H 1 H Ph-2, 4, 5-F, H
H CH,F H H H cl H Ph-2, 4, 6-F, H
H CH,F H H H cl H Ph-3, 4, 5-F, H
H CH,F H H i c1 H  Ph-3,5-F,4-Cl H
H CH,F H i i ¢l H T-26 H
H CH,F H H H cl H T-40 H
H CH,F H H H cl H D-1-2a H
H CH,F H H H c1 H o (D-1-2b)-2-CH, H
H CH,F H H H cl H (D-2-1b) ~5-F H
H CH,F H H i cl H  (D-8-2b)-2-CH, H
H CH,F H H H c1 H  {D-23-2b)-6-F H
H CH,F H H H cl H  (D-23-2b)-6-C1  H

[0303] AFB/LEMIZ. ¥ VHE (Pinales) . T L V¥ (magnoliids) . BFE
#¥5 (monocots) . EIFWFELE (eudicots) HEDHMERAEY) (Tracheophyta
) ICRET HEYHRERVHILIE (Mammalia) . B%E (Aves) . TEREE (Rep
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[0304]

tilia) . EBMER (Actinopterygii) FEDEHEN (Vertebrata) RERED
FRE. I SICENTEEIEMZEEORHEY. HEEY. R
RUORESMEOEELEYEHRTE B,

BYMOREEYE LTE. FEEFM (Ascomycota) EH%R. #HFEF] (Basid
iomycota) E%H. YARAEF] (Chitridiomycota) E=E. IV~ U /U F P
(Blastocladiomycota) BE$E. # A EHFT (Mucoromycotina) E%H. &)L O
V7P (Cercozoa) [RELEY). TNEEHEWFT (Heterokontophyta) JREER (0
omycetes) . HUFEFT (Actinobacteria) &5 LAMGIEEE. 7x) V7 A
(Tenericutes) 75 AMBMESE. 707 4/80 7 ") 7F9 (Proteobacteria)
TS5 LARMEERVCERER (Aphelenchida) #gR., NUtrFaowE (Tyl
enchida) RRENBEIFSNBN. ARRALEEWIE. CThEDIERICTFER
FIRVCEFEMICE Y 2EDHRREEER. FRRBRUONIEZVYFa1UE
BT 2MEDNHFEERREICH L TRERE TENBRURERIET 5,

EMOBEEME LTIE, FEEFM (Ascomycota) EH%E. #HFEF (Basid
iomycota) E%R. MHFEFT (Actinobacteria) /5 LMGMELRR. 7437
T AF3 (Firmicutes) 75 LAMGMELE. T 77 XF3 (Tenericutes) 75
LRBMEE. 7O54/895 1Y 7F9 (Proteobacteria) 45 ABRMEERY
T/ 7IWAE (Enoplida) #FH. 12##EHRE (Rhabditida) #RHR. FIRE (Str
ongylida) ##H. [EHRE (Ascaridida) #RHR. feREMREE (Spirurida) #RR
. SHSERE, #3EH (Pseudophyllidea) M. MHEER (Cyclophyllidea) £
B, BERRE (Strigeidida) KR, BROWRERE (Echinostomida) IR,
#ERRE (Plagiorchiida) kA, ®R=ZERRE (Opisthorchiida) IRR, 7
X—/$E, OS> X<E8 (Piroplasmida) BaFHR¥E, FMmEFRE (Haemo
sporida) fA@FH%E. EO4- > YL H (Eucoccidiorida) BEFHEE. RIEH
(Vestibuliferida) #ERME. b IEFRE (Trichomonadida) #EEREE
. T4 70FFZXE (Diplomonadida) ¥ERK. ¥R M TSXME (Kineto
plastida) EREFEEN BT LN, ARBEESYIE. oD D BHEIC
A< FHFILEL (Cebidae) . AF+HHILFE (Cercopithecidae) . & ~Fl (Hom
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inidae) . DY FHR (Leporidae) . FFSH (Chinchillidae) . T ¥
VxR XIR (Caviidae) . FXT XXX (Cricetidae) . XX (Murid
ae) . 'Y A®} (Sciuridae) . TV 4R (Camelidae) . 4/ % (Suidae
) « HF (Cervidae) . W&l (Bovidae) . IR} (Felidae) . 4 X®}

(Canidae) . 4 4 F& (Mustelidae) . <& (Equidae) . AV HI—F
(Macropodidae) FICB Y HMHFLEE (Mammalia) OFER, &YbiT( /¥
RN OVRL ROBL A XIBRRCVIRBASMICEFEET ST TILRE
. BRERE. HRE. EHERE. NV EYFaUEH, OHRE. REEREIC
BT 2EMSEMBRBRORRICBNMRERT,

[0305] &/, AFERLEWIE. BFEOREH - BIERFNIIH L THEAEORZL
EEEMICRLTEEMTH D, IS5, ARBLELEWITHRAE. 8.
AmRiE. RMERVCERRRFOHFENEDIIH L TRIFEAEBREDE
WiBH TERBFREALTWS,

AEBPILEMEMERT 3 ICH> Tk, EFEYLEFBAXIGREERE

ERE L. BICAEBICLY REEMER. ZEF. BEF. B, REML
B, HEF. ERMLER. BEIRER. HEF. BMEHS L OBEMLEREER
LT, #&Hl (soluble concentrate) . ZL&| (emulsifiable concentrate)
. KFF (wettable powder) . JKiAH| (water soluble powder) . FEAIZKA]
& (water dispersible granule) . FEFIZK/EH| (water soluble granule)
. &% (suspension concentrate) . ¥&H (concentrated emulsion) .
H 2RI 3> (suspoemulsion) . ¥4 -7 0OIT<IIT 3> (microemuls
ion) . M| (dustable powder) . #u¥| (granule) . #EH| (tablet) HL U
FALE S ILF) (emulsifiable gel) FHEBOFIBOHFICTERICHT S
ENTED, T, BNEBLIUVREEALORRNS, LEARDOHED
B %, KBEEATEILBLCKBEET 1 IV LOEREDKBHESEARICHA
LTHITBZIEETES,

[0306] REFiEEE LT FIZEARE. F#EA. Baa. kOova A b Fa—7
CAFVFAM MO T 4546 BUYA M o NOTA M ASNOY
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1 b, AESFELE. EBHMLT. BA. V-S54 b, POV, VISR, X
5., I, Ry M4 K~ FHEAL. BERLT, &R, 7YV A b

W=, R"=3Fa54 b FHYRILVARYL—, ERERTEORRIY
BOBRMKG ; KB TRV UL, KAV D L, RKEF MY DL, KEEK
RNV DL, MB7VEZVL BEFN)DL BB ITRIIL, Y
VBKRZTVEZDL, VUBITKRETVE=ZV L, BEAYDLEDOE
BIEER; TROBE. R¥E. L& ABLEORE  BH. MRtiro—X
 TEFRAN)VEOSZES ; RR. RRZERH, RESH. RERBBROESE
OE#Y ; KA. I, hoEOIFEEH. VIR YAATEZDE
WIS ; 754 T va, K74 bA—KRY (BKERIY D, BKERT
A, BKERY)r—E) | BREN/EITFLNS,

[0307] RAHEEE LTE, BIZEFT LY, PILFIL (CoFidC,F) Rvt
V. ZTZUFIYNLINY, TILFIIL (C1FRIFCH) 7790 VED
BEBRILKER; <OV, JWINRS T2 AVYRS T4V, F7
FUEDIBERILKESE ; 7OV VEOBEEKRRILKE & BIKRRIEKE
DREW ; TH/—I, AV TANR =)L, YvaAnFH/—)b, 7z /F
SIH )= RUDNTIA-IWNFEOTII—I; TFLYT) a—b,
JoEvys)a—i, PIFLyIYa— AFT LYY -, R
JIFLYy)a—, Ry FOoELY ) a—-LEoZ@m7a—L; 7
oE)LEOvILT, 7FIEOVILT, ZJzZ)vEOVILT, FOELY Y
DA—WE/AFII—FTI, 7OELYTYI—=IE/IFILI—FI,
oL ys)a—)E 7oL —FI), FaLys)a—-IES T
FILI—FII, 7OELYY)A—=ILE/ 7L I—FTILEDI—FTIL;
ThT7z /v voandy /v y—TJFAS I N EDOT N BBRS
BBAFIIRTIV, ANIBITILFILIRATIV, FJILIYIVEBITILFIL
IRTIV, PVEVBYTILFIVIZATIL, Z9IVBYTFILFILIZATIE
DIAFI; N=FILFIIL (C,. CgFhIEC,,%) EOY RVEDEET I
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[0308]

K; KEH., 7v=H., 79 3H. YIH BEASLTbEY I HEOHMAE
s UXFILAIIERF Y R, KEFETF SN B,
OSBRSS L HRABEKIZ, BRTHWTE 2BUEEHALTE LW

REFEMFE LT, FIAER) A FIFLYPAFILI—FTIL, RY
FHFIIFLYTILFIL (E/ERIEY) 722200 —FI), RUFTFII
FLY (E/. YELEMN)) AFILTzZNIT—TFTI. RUFTFIITF
LyRUFFo 7oL y7OoysaR)s—, RYFFTITFL VEERHER
(E/&EEY) TRTI, VIVESY VEBBSBBT R TIV, RYAFSTFL
VVYIWES VBT ATV, EXVHEIFL YA FY A K. 7EF
Ly Zya—i, 7EFLY7ZNLaA=L, PEFLYFYI-LOIFL Y
XY 4A R, 7EFLYZLIA—-—LOIFL YA F454 RS, 7
WERIVT) DY REQ ) ZF HEREEER ; PILFIVREBIRATIVE 7
WHFRIRVEVZIVEVEEG, V=V RIERVEIE. 7ILFILZILARIN
VBB, TOILVRIKRVEE. TILFILFTIILVRIVKEVERIR. 17
HLVRIVKRVBORINT) VEEEMDIR. PIFILFIIL Y RIVKVE
ORI Y VBEEHMOE., RUAXFSIFLYTLFILII—FTIHEBELE
BBIZFIE RUAFSIFLY (B/FELIEY) PLFILT7ZLT
—TIRBE LB IR TIVIE, RYAFIIFLY (£/. YERIEH
)) AFVILT VI —FTAMBEARIBEBIRTIE. R DIVRVE
' (BIAE. RUFTVVIVEBIE. RUSTLA VBBIRE. LA VEBEAL T«
VEDHREEWME) . RYRFLYRILKRVEBIBEBED 7 4 v IEREEEH
s PIVFILTIVE, PLFIVARTVEZDLBEOHFA4 VEREEME
Bl TI/BE, R4 VBREOEUEREIEMA ; ¥ I— v RAEEEH
. TVRRAIMEHRENES SN D,
INSREEHFOZEEIR. FHICREIND LD TRV, KFEFD
BX100EEBLICH L., BEO. 05~20EEMOEHEAINEZ L. O
1~20EEEHINLYEFT LV, Foo ThOHREENRIE. BHETHW
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[0309]

[0310]

[0311]

[0312]

[0313]

THE2RBULEEHFALTE LWL,

AREBEESYORBEEBIERBE. AR, ERAZE. HEFEYEFIC
JYZEREIDN,. BRI BURPEELTAYS—IL (ha) HEYO0.0
05~50kgh'FFEL <. 0. O1~5k gh&kYUFE L,

—hH. RE - RERVEDEW E L CORIBMRCREDOTERDHR
ICAFBILEMEFER T 2ICH> Tk, BUNEDOAKBLEY & EFIBR
M e & HICRBROKESXIEIIROAKETHENTES, T2 T FROK
SnBEM&fIE LT, F5 (BN, KT, #BIRA. BIER) . 8K%S (
=R, AT L —. AB, %% ET (pouring-on), RRwF 4~ (spottin
g-on), ¥ X7 1~ (dusting)) . XIFRRKERENZEITLND,

AERLEMITEL, #F. TL—bh NUR AF— 41— - 7—5(
ear mark), ') A (limb) - /S R, FEHRELEXZAWVWCHEEMICL YIRS
TEIENTED, BEILH> TRARBLEM AR SREBICELLER
DRIBEET B ENTES,

AREINSEROFEE LTE, ML FEL KFFL, XLy b gEFL
RAAER, BT7ELF FEEEWEEUREERLEOBFRARY ; EHA
WA, RORKRF. RELTIFEERICAWSES ; BT (Pour-on) i,
M= (Spot-on)Fl, Z7O7 TILF. HFQEDBRBGRERY ; REHF. T
DOFEFAEM R EDNEIF LN D,

BEAESMIE. EICROKESHDWEKRETERL TREREICHD W
FRIRIBUIBICTRWS Z &N TE S, BFAREYIE. FHbENEVER
EHBFEZMA TEY QBB EHRITEE L. ZLTHEORRICERAS
EICLYRRTE S,

BEAlE LT, BIARERIR. REEKRIE., ' VBRIR. BBET7IL X =D
Ly YUA, BEBEOERYME, BB O BERINERY. BH
BREDEBRMENIET LN S,

SERAREIE. BIRN. ARSI TR TICRSTE S, EHRBREIZL.
SEMEEYEBYLREICREIE, Z L THELASETALLE. B BE

5
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[0314]

[0315]

[0316]

. TRERIE. BRERHLER. REFLQEDRINFZMA DI EICLYRERTE
%,

BEE LTI K T8/ =l TEH/ =, RIULTIT—I, TV
Yy, 7oLy sYa—i, RYVZFLYJ) -, N=XFiLEDO
) RVHEICINSDREY. £BFMNICHS L D 2EYhm. ERNISET S
BEGHREDNEIF LN S,

At E LT, RyEZEQY Ry, RYFFITFILEI Nk
TUH, RUAXFVIFIEINEVILEY VI RFILBERETFLENS,

REXE LT RYYLTIO—=I, MY OOTy /=, p—ENR
OF VEBEBIZATI, n—74 /) —LAREHNBEFLNS,

BOBENIEZEEZEFRLTERETHIENTE D, T EHARA
ERRICART B ENTE D,

707 7LE, AFASIIEETAZEFERL TREMNIC. FLEBRELE
ICTH/ETE D,

RELTRHWSHEEIE. ETL. EiF, TYAA BEL. BHT 5.
FEIFTRE (BE. ABTLIEESR) ICLYBHRITZIEICLYERETES
o CNLDBFNIEENBRFIERRICARETE 2,

R (Pour-on)F B L AT (Spot-on)FIEREDREINABAICETY
M, FRIFEEL. ChICLYEEHEEMERBIOZEIEEZLTE2EH
ICERIE 22 ENTES, BTHEIBLTRTHEIIE. BRI EEALKE
EEUREIIIREREMICRRT N, BMEBEIELIHFLEIALTE
EICIYEARTES, REASIE. REEMR. F6F. RIVREYE. B
EBELERE]. HATER. BEFGEOHBIFIZMA TH LU,

BEELTE K PIvA/—be )=, RYTFLVS) -
RYFoELY ) a—i, Uty RyVNFIILA—-I, Tz
TH/)—=l, 2x/FVTY/)—Ib, BEBBTFIL. BREE T FIL. REBEN
YN, IFAELY ) A—LE/AFLI—FTI, PIFLVTY) -
WE/TFII—FI, PEI Y, AFIVIFILT NV, FERESLUV &
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[0317]

[0318]

[0319]

T \ERERA R K SR, B EEElRE. DMF, REVI5 74 v, BER
RS 74v, VA=V, IAFILTEIFIR N=—XFiEOY RV
Frhld2, 2=UAFIN—4—FFL—AFLV—-1, 3-VFFVYSUE
NEF LN B,

RIEEME S LTIE. DMSO, S YRFVE4Yv OB, RS)LT
vy oLy g) d—i, Y aA—Vik, BREEIZATIL. M) T+
)R, BBEE 7L O—ILENEF LN D,

BEEBhER & L Tid, BRESIE. XY EFWMIBIE. 7XAJIEVEE T7F
e ROF>MLIY, 7FieROFOT7ZY =)L, bOAT7zO0—-ILED
EiFfons,

AFNE. BOF/S. BEESFAIGEFELTHRETE S, ABIE. B
X A KM F 72 13K MARICRM@B I, COB0EEURIFICLY
C BELGLEEISICERR, WRIVEREDE. REH. BRLRALERL EXH.
BB R E ORMEIFI E HICTHOBOBRE BT EICLYRARTE
%,

BKMER CH) &LTE /A5 T7 4V, Y-l dv@l. 7—F
YR, Bl RN VR R AFTYVUVBIFIL. TUEVE
T—n—TF VI, TTVIEAFII, RSLIVETTOELYS) O
—b. DRBEROEHERBHEBEHERC «~C,  DREFEHBEOI AT
SVRFUVBAVTOEL, NI FUB4YTOEL, HRC,,~C 5
ORFEEFHE 7N I—INDATYIV/ HT) VBT ZATIV. AFTT) VgAY
JOEl, FLAVEBA LA, FLAVEETIIL, FLAVEEIFIL. A
BBIFIL. 7y I RREBHBIRTIL. 7I9IVBITFIL. TOEVEBIA
vrael, 4AVMN)FILTILA=IN, 2=FIFILKRTH/ =, F
WRFFVILTIILA—Ib, ZLALTIIA—LENETF LN D,

FAKMMEE LT, K oL )a—iv, J0t) v, VILE b—
WENZEIFOLN S,

ALFE LTI, R)AFRDIFIEINIZETIHM. RYAFITFI
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[0320]

[0321]

btIhiE/ FLT74VBYIVES Y, E/RATTYVEBYIESY Y, £/
AFTV VBTV, AFTTVVBRIAFOIFN PLFLT )
— VR T) A=W I =TIV EDI A A VEREESER ; N-FD )L —
B—A4X/2o70EBAVEBZFN) DA, LYFUREOHEREEMS ;
S YIIHEEFT N DA BT -LURBI—TIL. B/ ITILFIL
RYT)A=NWAIL RN VBIAFTILOE/ IV /—ILTIVIEREDEA
FUHREEER  BEEFILNIAFLTVEZILIBREDRA T VR
EEMHRENETFSND,

fthOFEIFIE LTI, AIRFUAFILEZILO—R, XFIEIO—X,
RUYFOYL—b FLER—b €5FV, PSE7TL. RYEZLE
aY Ry, RYEZLTZILI—=Ib. AFIEZILI—TI. BKILAVE
OHEEH, RVIFLYJ)a—b. Ty I, 204 RIRD ) AEMNZE
Ffons,
YEFAUMIEELICEAT 20, 5 LZERFED, FldFRaic
BATBHIEICKYRETES, TILFEFARINICOWTLERELELDIC
AR LARIC, BEROMTANEZE T 5ERGMEZELIEZ IR
YD F—EMABIEILLYARTES,
UTFICARBICENZRVIBEORFIOEEHZRT., B LARBOE
B, ChODOHREINDEDTIFARWL, BB, UTOEBREHICEL
T I88) IFEEBEZEKRT 2,

(K F0F!]

AFEBPLEY 0.1~80%8

[l 4448 {4 5~98. 9%

SEEMSRE 1~10%

a2k 0~ 5 &R

Z0fte LT, BIAILERERILLEL 2#BIEFIENEF SN D,
(2L #

AFEBPLEY 0.1~30%8
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BHAHE 45~9 5%
REEMR 4.9~30%B
7K O~50%8
T O O~10%p

Z0ftE LT, PIAEEER. DBHLERENETFLNS,
[0322] (B H!]

AFEBPLEY 0.1~70%p
HRAE 15~98.89%8
FREDE MR 1~1 2%
F DA 0.01~3 0%k

Z0ftte LT, PIAILRERLEF EBREFISENEITF OIS,
[0323] (FERIKFNHE]

AFEBPLEY 0.1~90%8
[l 4448 {4 0~98.9%8
SEEMSRE 1~20%p
% DAt 0O~10%8
Z0ftE LT, PIAEIEEH. DBHBLERSENETFLNS,
Ui #
AFEBPLEY 0.01~70%8
HRAE 20~99.99%8
% DAt 0O~10%8

ZOME LT BIZILRERLEE, BREFEINET SN,
[0324] (R #U)

AFEBLEEY 0.01~80%R
[E] {8 & 10~99.99%8
T D1t 0O~10%8

Z0ftE LT, PIAEIEEH. DBHBLERSENETFLNS,
€7 i)
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AFEBLEEY 0.01~30%8
[E] {8 & 65~99.99%8
a2k 0~ 5 &R

ZFOME LT, BIZIERY 7 MBALERL. 2EBFLERENEITFONS,
[0325] RIC. AFERILEMEBMRD & T 2HEH%E LU EFNITRT . KF
BRIZCNBICREI NS B DT,
. UTOBEEHICEWT., E] FEERZEKT 5,
[0326] (E&H 1) KFNF

AFEBLELEYNO.1-019 2 O&R

NRA4O7454 b~ 7 48R

YIR—)JL5039 4 3R

(MG, FAFUVHREESSE 74 VEREESR & OREY : /FE
bZ T E)

A—FLy 2 Z#80D 2E8

(BmE. ENEKER  ERERREMAR)
Ll E%g—IBEME L TKMRE T 5,
[0327] (BE2EfI2) 2 &

AFEBPLEYNC.3-012 50

FoLYv 7 5B

N—xF)Enly K> 1 5E8

YILR—)L2680 5 &R

(R, B+ VHEREESEER & 7 =4 Y EREEMS & OREEY : REB
b T8

UEZEH—ICRE L TARET 2,
(BE&HFI3) 2 &
AFEPLEYNOC.3-053 4 &8
DBE 3 61
(Am&. PPEVBIAFIL, TJIVIIBIAFIV, JNTBIAFILO
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[0328]

[0329]

BE®W:A2VEXSY (INVISTA) #H)

TIOEVBIAYTFIL 3 0EB
N—xF)Enly K> 1 OB
v7074—)BSU 1 4%
(M. FAFVHEREELEF : O—F«47 (Rhodia) #H)
O—4#AJL70BC 6 ZB

(fEmE. 7-AVHREEEF : 0—F 47 (Rhod i a) #H)
UEZEH—ICRE L TARET 2,
(E&f4) 2 F
AFEPLEYN.7-006 4 &8
DBE 11%8
(Am&. PPEVBIAFIL, TJIVIIBIAFIV, JNTBIAFILO
BEM 4 EZX4Y (INVISTA) #&H)

TIOEVBIAYTFIL 3 0EB
N—xF)Enly K> 5 &R
v7074—)BSU 1 4%
(M. FAFVHEREELEF : O—F«47 (Rhodia) #H)
O—4#AJL70BC 6 ZB
(Amb. 7-FAVHEREEEH : O—F47 (Rhodia) #H)
JoELrys)a—i 1 OB
K 2 0%p

UEEB—IIBE L THAET 2,
(BE&HI5) BEH

AFBELEHNO0.9—-003 2 5B
7YV —=ILS—-710 1 OEB
(B, A4V HREERR : EEHLH)

V/vyHI2ZX1000C 0. 5%p

(M., 774 VMHREESS - RBLERIERAER)
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FHUESVHL 0. 2%
K 64.3%0
UEZEH—IRE LR, BXMmL TREBERET S,
[0330] (E2&fI 6] FRMIKFNF

AFEBPILLEMNo.9—-004 7 5B
NAF/—=JLNE—-15 5 &R
(@G, 7=FVHREENR : B THERENH)
N=ZLvy P ZN 1 OFR
(Bqa. 724 VHREENR - BAKKHE)
H—TFLyI#80D 1 O%p

(FmE. BNREKERE  EERRFMER)

U EZB—ITEEME LR, PEOKEZEMATEHES L. AEAEN
WTEN L, F1E L CERAKAMFET S

(Be&f7) AL &l

AFBILEMNO0.3—-064 5 &R
Ry MFA b 5 03
FILY 4 5%R

U EZB—ITEEME LR, PEOKEZEMATEHES L. AEAEN
BTEM L. L THAET 5,
[0331] (B2&BI8]) # #

AFBELEHNO0.3—-059 3EB
H—TLwv o 2A#80D 0. 5%R
(BfmE. BREKER  BERRERMTER)

AF) T4k 9 5 %R
IS G Al Y 1. 5%R

P EEH—ITEEMRL THEIET 5,
[0332] {FRICRL TIE. LEBOREFN%#KT1I~20000BICHERLT. B3
RO 1IANTH—)L (ha) ¥/=Y0. 005~50k gicird&dICEH
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5,
[0333] (E2&H19) KFNFIFAEY
AFBELEHNO. 1—-016 2 5B
JAVTFINFTILYRIVKRVEEFT N D L 1 &8
Nn—RFIVIRVEYRIKEVEBBAILS D L 1 O %R
TIVELTY—Ib RYJTYI—ILIT—FTI 1 2%
FTIOHLYRIVKRVERRILT ) ViEBEYMIOF b)) D LR 3 &R
I avEY ) a-v 150
“Bibr1 %R 3 &R
h#Y v 4 5 %8
[0334]  [(EZ&HI1 0) KAMEBEXFEEY
AFEBPLEMNo. 1-049 2 OB
RIVAFRSIFLYSVYILI—FTIL 3 &R
CHAVFIAIIEKRANIBF N DL 3.5%
DAFIVAIEFDR 3 7%8
22—/, =) 36.5%8
(Bo&fl1 1) BERRS
AFEBPLEYWNo.1-048 28R
DAFIVAIEFDR 1 OB
2—o/n/ =) 3 5 &R
Vi Al N 5 3&p
[0335]  (EE&HI1 2) BEZSEES
AFEBPLEYWN0.1-088 50
ANFILYT)a- 5 O &p
I A=AVED 4 58
(B2&fl1 3) BREHRSBRE
AFEBPLELEYWN0.3-090 50

JOL YY) A—IE/AFILIT—FTI 5 0%
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[0336]

[0337]

[0338]

vrZnELrysya—-iv 4 553
(EEEHI1 4) BEES CET) BB
AFKBLEYINOC. 1 -087 2 R
BERENST 1Y 9 8¢
(EEe&HI1 5) BEES CET) Rl#l
AFKBALEHNOC.3-055 2 R
BERENST 1Y 5 8§
7 — 7 3 0%
ODO—H 9

fHy) -y (@ERa. YYI—V: EHETEGE) 1%B

AEREENE RRE=AREFI R CRRERF E L TERAT 2HEICIE.
BWEOAFERILEMEFTENRDE L TEHETHWS I EHTESN. ME
IS C TR OZRER MREOZKIGRA. ZRF, %25 =F. BYERAH
Fl. MREAL HOF. BH. TBHEFE S RFRISHARICREEREAL
THRLW,

T, ARBPILEDZFERBRFIE LTERT2HZEICE. BUEOR
FEPLEMZFERD E L TERTRETEIEHTESDN,. BEILKLT
thBEOMEHR. MBEORRAE & WA IRSRHICEELTES TS
£ TED,

FICMBORER. MEOZIRRE., REORBEFH WV IZREDRRFE
EREBERATZZEICLY., BELALEFEEDOEN - HEERICK 20
ARG NS LDILKR, BEEMHRYSROMA L, ERAEEDERIC L 58H%
O MOBE. I oI, &YRHBEICHEZ SRR OFRZTOMWRMNE
HTED, FIC, FABEORAZMEORER. ZiRRE. NEH. BR
HIERBELTHRAT &R, AEEMOEFENMEESZ CEHAD LR
OTHEDRBRAETHD, O REICEROLAMEER. ARIRRA
. RRFEBRF. ARMBY ZF. AHREFISIWVIEAMERT & OHEAEHE
HLREETH %,
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[0339]

[0340]

[0341]

AERECEWMEBEEERT IREFR. RIERF. ZRF, BS=F. FR
FIHWEMBEFIORBES LTE, BIAREY - RAFA4HA R - =27 (T
he Pesticide Manual) 1 6kR. 20 1 2FZHICEHINTWBILEDEHIE
Fonsd, BEENICEO—BREEZFRTNIEROBY THZH, #FLHZ
NEDHIREINDHDTIEAL,

REF

A ; ZERE S REEH

NFSF ) (benalaxyl) . RFSFJ—M (benalaxyl-M) . 75
ZF )b (furalaxyl) . X ZF )L (metalaxyl) . X&S5F2I)L—M (m
etalaxyl-M) . #2751t (ofurace) . AFHTF )L (oxadixyl) .

T X— K (bupirimate) . TF Y E—JL (ethirimol) .

E XYY —)I (hymexazol) ,

B ; BRDHERUHIRESRMEEH

R/ X)L (benomyl) . ARV L (carbendazim) , IR &Y —
JU (fuberidazole) . FF7RU4Y—)L (thiabendazole) . FA 7 7xR— b
— X FJL (thiophanate-methyl) .

JIMTZ7xzAIINT (diethofencarb) .

T4 R¥FH L (ethaboxam) . V' FH I K (zoxamide) .

R4 a3y (pencycuron) .

J)7aE23Y) K (fluopicolide)

C ; MEIRRRE I

TI7IX MY L (diflumetorim) |

R J =) (benodanil) . RV EYITILEI (benzovindiflupyr)
. EF¥ Ty (bixafen) . IRRXHY K (boscalid) . HIKRF > (carb
oxin) . Z7x 754 (fenfuram) . ZJA4 >V FEJ (fluindapyr) . T
ZFES L (fluopyram) . ZJL bS5 =)L (flutolanil) . ZiAFHEOFH K

(fluxapyroxad) . 75 X MEJL (furametpyr) . 1YV 71249 3 R (isofeta
mid) . 4£Y 7 TFS5 L (isoflucypram) . 4 Y ESH L (isopyrazam) .



WO 2018/003924 197 PCT/JP2017/023955

X7O=Jb (mepronil) . FF A KRFI > (oxycarboxin) . R T I7
x> (penflufen) . RYFAES K (penthiopyrad) . BV 7N ANT TV
(pydiflumetofen) . ES T 72 K (pyraziflumid) . 4 F4 > (sedax
ane) . F7IHYF I K (thifluzamide) .

TYFLZbOEY (azoxystrobin) . JEF X hOEY (coumoxyst
robin) . YEF A MAOEY (dimoxystrobin) \ TRX MOE > (enestrob
in), /&YX kOE > (enoxastrobin), 7 7 Xt K> (famoxadone) .
757X R (fenamidone) ., Z7xFXI X ALY (fenaminstrobin) .
)7/ FZAMAEY (flufenoxystrobin) . ZIAFH I bOEY (f
luoxastrobin) . Z LY *L—XFJ) (kresoxim-methyl) . ¥>F X hO
> (mandestrobin) . X X/ X hOAEY (metominostrobin) . # 2R
fOEY (orysastrobin) , EOQF 2 hOEY (picoxystrobin) | ES
OX bEEY (pyraclostrobin) , ES X MZX hOEY (pyrametostrobin)
. ESAFT A MOEY (pyraoxystrobin) . EYRYVAILTAFIL (pyrib
encarb-methyl) . X /X bAEY (pyriminostrobin) . b2 AEY
HILT (triclopyricab) . MY 7OF> R bAOEY (trifloxystrobin) .

FIZJ)70OL (amisulbrom) . 7Y 773 K (cyazofamid) .

T/ HAv 7 (dinocap) . ZINTF Y+ L (fluazinam) . XTFIVT /B
w 7 (meptyldinocap) .

JxVFY (fentin) . MY TFIEGEAF K (tributyltin oxide) .

VIWFF T 7L (silthiofam) |

FANY ST (ametoctradin),

7z EFH I K(fenpicoxamid),

[0342] D; 7I/BRUYVNJEEEKEER

AT =)L (cyprodinil) . X/8=EY L (mepanipyrim) . E X4
—JL (pyrimethanil) .

TS5 2K 42 —S (blasticidin-S) |

HRAH< A > (kasugamycin) .
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[0343]

[0344]

E; U FINEERICIERT 5EH
7OF+ Y K (proquinazid) . ¥/ F <7 x> (quinoxyfen) .
JxzvE 2Oz (fenpiclonil) . ZITFAFYV =)L (fludioxonil)

20aY1)x—hk (chlozolinate) . 4 7O 4> (iprodione) . O

X K> (procymidone) . E>& Yy > (vinclozolin) .
F ; BBE SN K& UHRRIER AR E

TV 7 x VKRR (edifenphos) . 41 ARV KRR (iprobenfos) . 1Y
7OF# > (isoprothiolane) . S YRR (pyrazophos) .

E7x=JL (biphenyl) . 200%7 (chloroneb) . ¥~ 0O5> (dicl
oran) . TRhYI 7Y —)L (etridiazole) . ¥ bt > (quintozene) . F
2 +tE > (tecnazene) . MILYOKRRA—XFIJL (tolclofos-methyl) |

ZO/EHII TIEEEIE (propamocarb hydrochloride) .

NFIA XTF'Y R (Bacillus subtilis, Strain:D747, FZB24, GBO3
, HAI0404, MBI60O, QST713, Y1336%) ,

G ; A7A—LEAKEEH]

7H A+ YV —)L (azaconazole) . EF I /—J)L (bitertanol) . 70O
L 3FY—J)L (bromuconazole) . O3+ Y —JL (cyproconazole) . ¥
Z7x /37 =) (difenoconazole) . ¥ =3+ —JL (diniconazole) .
=3+ V—JL—M (diniconazole-M) . TRF 33+ —JL (epoxiconazo
le) . T4#3FY—J (etaconazole) . 7+ ") EJI (fenarimol) . 7 x
v 7 2%+ —JL (fenbuconazole) . ZJLF> 3+ —JL (fluguinconazole
) o TITSY =L (flusilazole) . T hYUTHR—JL (flutriafol) . ~
423+ —J)L (hexaconazole) . 41 <H Y JL (imazalil) . 41 IRV OF
J'—JU (imibenconazole) . 4 3+ —JL (ipconazole) . 41 7z b+
) 7J)3+ Y —J (ipfentrifluconazole) . X7z MY Z)aFYV—I (
mefentrifluconazole) . X h3F Y —JL (metconazole) . I/ OTH =)
(myclobutanil) . X 7Y E—J)L (nuarimol) . AFARAFYV—ILTTI
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[0345]

[0346]

218 (oxpoconazole fumarate) . R7S5Y I — b (pefurazoate) . RO
+Y —JL (penconazole) . 7O 05X (prochloraz) . 7OKIdF+Y—IL
(propiconazole) . 7OF A 3FYV—JL (prothioconazole) . Y7 x/
v A (pyrifenox) . EYVFHV—J (pyrisoxazole) . X 3F V-
(simeconazole) . =73+ —JL (tebuconazole) . bSO FYV—J (t
etraconazole) . MU 7T ARy (triadimefon) . Y FI X/ —)L (tria
dimenol) . MY I IV —)JL (triflumizole) . F1Y7R! > (triforine)
. MUFOFY =)L (triticonazole) .

ZILYEINT (aldimorph) . RFEI JEELIE (dodemorph-acetate)
. Zxr7AaEY Y (fenpropidin) . 7z FOEEIT (fenpropimorph
) . EXS 1Y (piperalin) , 2EOxHY X (spiroxamine) ., MNJFE
JL7 (tridemorph) .

ZzUANFH IR (fenhexamid) ., 7z ESH I (fenpyrazamine)

H ; ¥ifREE S K EEF
NY &4 (validamycin) .
RYzF2 > (polyoxins) . RYAF > —D (polyoxorim) .
RYUFFNYANT =4V 7O (benthiavalicarb-isopropyl) . &
A MEILT (dimethomorph) . ZJLEI T (flumorph) . 4 7O/NY AT
(iprovalicarb) . ¥ 70O/8X K (mandipropamid) . EYEI T (pyri
morph) . /Ny 7 xz+ L — K (valifenalate) .
| 5 XS =V EEER
7H%54 K (phthalide) . EOF%O> (pyroquilon) . MY 95—
JL (tricyclazole) .
AN FA/R2 R (carpropamid) . ¥ 0O X v K~ (diclocymet) . 7 x
J &Y =)L (fenoxanil) ,
P ; Y0\ FEH

TRV S5I—S—XF) (acibenzolar-S-methyl) .
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[0347]

[0348]

voarRyvF7Y w4 R (dichlobentiazox) . ZFAOXRFY —JL (proben
azole) .

AYFF7=I) (isotianil) , FF7T =)L (tiadinil) .

S5 X+ 1Y) > (laminarin),

M; ZERRDOEH

R K=& (bordeaux mixture) . Fxav hIHZXF+ (cheshunt
mixture) . IEEM KBRS (copper carbonate, basic) . KEBILE 8 (cop
per hydroxide) . #wv/8—F 75 F— b (copper naphthenate) . Hw/3—
ZF L IT— bk (copper oleate) . IEEMIEILEE (copper oxychloride) . &
£8 (copper sulfate) . IEEMRELSE (copper sulfate, basic) . A FF
J ) >4#E (oxine copper) . AKBESHE (calcium polysulfide) . #iE (
sulfur) . 772/34 (amobam) . 7 7 —/3N4 (ferbam) . ¥ >t 7 (manco
zeb) . ¥R 7 (maneb) . XF S5 L (metiram) . RY H—/S X — K (poly
carbamate) . FOEXRT (propineb) . F2 >4 (thiram) . 5 4L (zira
m) . ¥+ FH> (captan) . TAIRy bk (folpet) . yO0O4%0O=JL (ch
lorothalonil) . 2 O7)7=FK (dichlofluanid) . MU TILT=FK (

tolylfluanid) . Z7HF > (guazatine) , 1 T/ V9TV —TFTIRYIEE

‘0

# (iminoctadine-albesilate) . 41 X/ V4 VEBEAIE (iminoctadine-tri
acetate) . 7=Z Y (anilazine) , ¥ F 7 /> (dithianon) , F/ A F
ZF%— bk (chinomethionat) . ZIF I 43X K (fluoroimide) .
UN ; ERHBERIERTE DM DOEH

72N 7 xF 32K (cyflufenamid) . > EFH=JL (cymoxanil) . ¥
AX<y (diclomezine) ., EXF OV (dipymetitrone) . K> (dod
ine) . 7x') LV (ferimzone) . ZI AN T 7 I K (flusulfamide) .
ZIFT IV (flutianil) . REFIL—FILT =D L (fosetyl-aluminium
) . XhZT7x /2 (metrafenone) . A FHFF7ESOY > (oxathiapipro
lin) . EAIT NSV v o R (picarbutrazox) . EY A7/ (pyriofe

none) . ¥/ 7 X1 (quinofumelin) . =7 70O%> (tebufloquin) . bk
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N7OAINT (tolprocarb) . MY 7YV F K (triazoxide) . REBKFEH
1) 75 L5 (potassium hydrogen carbonate) . REE/KFZEF MY oL (sodium hy
drogen carbonate) . ¥ A ¥ FERMEHEY. A1 57 FEEHEY. BC
F-082 (H8&&). ZF—9646 (HER%) .
BB -BRY=H
A;7EFILI)VIRFTS5—E (AChE) BEEH

7Z=Ah)IN7T (alanycarb) . 7T AT (aldicarb) . XV &1 XA
JL 7 (bendiocarb) . )R> 7S HI T (benfuracarb) . T hAHIKRFI L (
butocarboxim) . #AJ/3Y )L (carbaryl) . AINIRT S5 (carbofuran) .
AIVKRZIT 7 (carbosulfan) | TFF T x> HILT (ethiofencarb) |
71/ 77T (fenobucarb) . KILX & x— bk (formetanate) . 75 FF
AT (furathiocarb) . 4 ¥ FOAINT (isoprocarb) . XFAHILT (m
ethiocarb) . XY X JU (methomyl) . EY I H—7 (pirimicarb) . F4
A7 (thiodicarb) . FA 77 /v o X (thiofanox) . MY F7HA—K (
triazamate) .

7t 7 x— N (acephate) . PH X FHKRRX (azamethiphos) . 7P VK
A —IFJ (azinphos-ethyl) . 7L VKRA—XAF)U (azinphos-methyl) .
28T hFRR (chlorethoxyfos) . 2O 7z EYVERRA (chlorfenv
inphos) . ZAJ AR (chlormephos) . 7O EYRZA (chlorpyrifos)
Ol EYIRZA—AFI) (chlorpyrifos—methyl) . & 77 /7K Z (cyanopho
s) . 147/ (diazinon) . 2 0OJKRZR (dichlorvos) , X I —
N (dimethoate) . ¥ XFIEVRR (dimethylvinphos) . I T4+ bV
(disulfoton) , 1 —E—IT X (EPN) . 7z = hr~OF A > (fenitrothion)
. 2TV FF v (fenthion) | 4V FHFF > (isoxathion) | ¥ 5 FF v
(malathion) . X4 X R7RRX (methamidophos) . XF & F#* > (methidath
ion) . X MI—k (omethoate) . FF I X k2 —=XFJL (oxydemeton-
methyl) . /SSF A — A FJ (parathion-methyl) . 7> hIT— K (phe
nthoate) . /RL — k (phorate) . A"RH O (phosalone) . IRA X v k (ph
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osmet) . RF T L (phoxim) . B IHKRXA—XFI (pirimiphos-methyl)
. 07 x /KA (profenofos) . FOF AR (prothiofos) . SO
R R (pyraclofos) . RN EKFv 7 (sulfotep) . FI TR A (terbufos)
. T hS200E YRR (tetrachlorvinphos) . F# X k> (thiometon)
. MUoonxky (trichlorfon)
B; GABAKEIMERAF v FrRILTVIT=Z K

IV RZAWNT 7> (endosulfan) . ZILT7—IT RRXJIT 7> (alpha
-endosulfan) |

ITF7O—J (ethiprole) . 7«4 7O=JL (fipronil) . 77«4 70O
—JL (flufiprole) . EY Z7'O—JL (pyriprole) .

774FY S (afoxolaner) . 75 F %)L (fluralaner) . OF
S xJL (lotilaner) . HO5XRJL (sarolaner)

C; 7hNIDALFYvRILEY2L—4—

72V + K1) (acrinathrin) 7L XY > (allethrin) | N> )L
b1 > (benfluthrin) \ EZ x> b)Y (bifenthrin) | Awv/—ETxzV
N1 > (kappa-bifenthrin) . EA 7L X1 2 (bioallethrin) , EFL X
X MY (bioresmethrin) . 0SS L 1) (chloroprallethrin) .
yoo7obkY Y (cycloprothrin) « 27 8Y > (cyfluthrin) . R—4%
—> 78 Y (beta—cyfluthrin) . /v MY > (cyhalothrin) . HY
< —</. 0 kY Y (gamma-cyhalothrin) . S A4 —>/nO08Y) > (lambda-c
yhalothrin) ( L X M1 (cypermethrin) ( FILT 7= RILA K
> (alpha-cypermethrin) | X—%& —S X)L X K1) (beta-cypermethrin)
. EBY—IR)ANY Y (zeta-cypermethrin) . &7 x ./ kY > (cyphenot
hrin) . L4 X MY > (deltamethrin) , T>R>Y MY > (empenthrin)
. TR7xzV/NLL—hk (esfenvalerate) , T h7 x> Ov U X (etofen
prox) . Zx>70O/88Y > (fenpropathrin) . ZxT /8L L — N (fenval
erate) . 7 MY XR—Kk (flucythrinate) . ZJX MY > (flumethrin
) . 7)) x—bk (fluvalinate) . 47 —7J)L/8Y R—k (tau-fluvalin
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ate) . /ML 7 v FOv VR (halfenprox) . NTF4H )L K1) > (heptaflu
thrin) . 413708 > (imiprothrin) . X)L T MY > (meperfluthr
in) . XKZIMYY (metofluthrin) . 4 7>OY—X KT MY (eps
i lon-metofluthrin) . ELZJ)AOKNY > (momfluorothrin) . 4 7Oy
—FEL7)AORNY Y (epsilon-momfluorothrin) . RJX K1) > (permeth
rin) . 7x/ b (phenothrin) . EL kYU (pyrethrins) . L XXk
1) > (resmethrin) . S 7 A 7 x> (silafluofen) . T 7 KU (te
fluthrin) . AAw/S—=F7JL M) > (kappa-tefluthrin) RS XXV
(tetramethrin) . d—T—80—74% I X > (d-tetramethrin) . T b
SAFITIAY > (tetramethylfluthrin) . F>SOX MY Y (tralomethr
in) . NSRRI NY Y (transfluthrin) |
X M+ 20 (methoxychlor)
D; ZaFvE7EFLIVVEEHK (nAChR) PI=R b
74537 K (acetamiprid) . ¥OFF7 =YY (clothianidin) \ ¥
/5775 (dinotefuran) . 41 X407 K (imidacloprid) ., —F > F
Z L (nitenpyram) . F7-0O7Y K (thiacloprid) . FF7 X MFH L (th
iamethoxam) .
ZIARFH 70— (sulfoxaflor) .
IS 70Oy (flupyradifurone)
E; ZaFvir7eEFLa) 28K (nAChR) 7OXFTYY I EY
ailb—4—
AR NS4 (spinetoram) . AE/H R (spinosad)
FiBRATVFYRILVTIVFNR—8—
TINA D F > (abamectin) \ IR AV F RV IT— K (emamectin-be
nzoate) . LEXZF > (lepimectin) . IILRX L F> (milbemectin) ,
G ; $hERILE VERLF
XY 7L > (methoprene) .
7x/F%TAIT (fenoxycarb) |
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) 70¥%> 7 x> (pyriproxyfen)
[0352] H ; #@EERMEREEH
EX koY (pymetrozine) .
70=#AX K (flonicamid) ,
| & 5 REER

2a7x>FYY (clofentezine) . NF I F 7YV 49 R (hexythiazox)

I ¥4V —)L (etoxazole) ,
J 5 WAEMHE R R R IR ERIER

NFINRAFa—1)>FLT>Y R (bacillus thuringiensis, subsp. israe

lensis, subsp.aizawai, subsp.kurstaki, subsp.tenebrionisZs)
K; TMIVRYTATPEKEREER

JF77xzvFo0Or (diafenthiuron) |

7Yoo onOF v (azocyclotin) . 2z THFU—FF R (fenbutat
in oxide) .

O/ vy b (propargite) .

L ; B8y ~BR{LRR L 1EF

ol 7cFEI (chlorfenapyr) .

M; ZaFo®7EFLIVVERE (nAChR) FyR)LT7TOY A—

Ry 224w S (bensultap) . A4 v T (cartap) . FAI IS L (
thiocyclam)

[0353] N ; ¥FUEGKMEEHR (414 70)

EXbY 7Oy (bistrifluron) . 20)L7)L7X0OY (chlorfluazu
ron) . Y7IAR>XAY (diflubenzuron) . 7). O2Z2AY (flucyel
oxuron) . ZJ)7x /- ZxAY (flufenoxuron) , ANFH7)L0Y (hexaf
lumuron) . JL7 XA (lufenuron) . //%)bAY (novaluron) , JEZ
Ay (noviflumuron) . F27)IAR> XAV (teflubenzuron) . MY 7L

LH0OY (triflumuron) ,
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O, ¥FUEAMMEER (41471)
7707 x> (buprofezin) .
[0354] P ; BREMASH (NTEER)
A<y (cyromazine)
Q; BRERKRIVEY (ZI7F4VY) RARTIZR b
s/Ba<v7x/ YK (chromafenozide) . /xA 7 = /Y R (halofenozide
) « ARFTT /YR (methoxyfenozide) . 77 /YK (tebufenozi
de)
Ry A7 MIVERBETIZZ b
73X M5 X (amitraz)
S; T PIVKNYTEFRERESKIIIFEEA

E RS XFI./ > (hydramethylnon) .

i

i

7tF /) (acequinocyl) .
272 YEY) L (fluacrypyrim) o
[0355] T ; X bV RYTFPEFHEERESHIBEEH
7 xFHYx (fenazaquin) . 7z EOFT A— K (fenpyroximate)
EVEZYTxY (pyrimidifen) . £ &N (pyridaben) . 777V
> K (tebufenpyrad) . M7z ES K (tolfenpyrad) .
A5 ./ > (rotenone) ,
U; EukEEFMNIDLFryRILTOYH—
4> RFEHHILT (indoxacarb) . 4~ KFHHIT—MP (indoxacar
b-MP) .
X 7)Y (metaflumizone) ,
V; 7EFILCoABILRFL S —EHEEH
2O 07 x> (spirodiclofen) ., AEOXST 7Y (spiromesif
en) . AEAOFKZ>< bk (spirotetramat)
[0356] W ; X bV RN FPEFLERESHIIEER
T /JESZ 7 (cyenopyrafen) . 7L A MT7 Y (cyflumetofen
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) o
X; VP /I OV0RBEEY 2L —4—

2Ol F7r NS=Y 7FO—J)L (chlorantraniliprole) . 7Y k52
7O0—JL (cyantraniliprole) . ¥4 5>5=1 O—JL (cyclaniliprole) .
NAY T X R (cyhalodiamide) . ZIR>TF7X K (flubendiamide) .

7 b3 =Y FO—JL (tetraniliprole) ,

N ; ERREVERIA R U Z Dfth DZEH|

YIS F v (azadirachtin) ( RYY'FS L — K (benzoximate) .
Eox++¥— K (bifenazate) . 7OESOEL — K (bromopropylate) .
2 akR—I)L (dicofol) . EYSF I (pyridalyl) . EYZIFFV> (pyr
i fluquinazon) .

7 JFEI (acynonapyr) . 774 REORY (afidopyropen) . N
VA EXFH (benzpyrimoxan) . 7O75=1 K (broflanilide) . ¥
sOAXYFF7X (dicloromezotiaz) . 7A X MF > (flometoquin) . 7
IWAFHRY (fluhexafon) | ZILFH A4S I K (fluxametamide) . ET )L
72 KR (pyflubumide) . MUY TZIXYVE) L (triflumezopyrim) . ME 5
382 (H%%) . NC—515 (HE&%K) RU'ZD 12501 (FHE&#)

[0357] 3%#EE%F| : A XY KRR (cadusafos) . ¥ 0O7xFA (dichlofenthi
on) . T kAR (ethoprophos) . 7 xF3I7KR (fenamiphos) . ZJLT
YA # > (fluensulfone) . ZITF7HA 2 K1) (fluazaindolizine
) . RAFF7HE—b (fosthiazate) . 7+ XAFIT 4> (fosthietan) . o I
7R R (imicyafos) . 433 KRR (isamidofos) . 4 BV KRR (isazof
os) . RAbAFI (methyl bromide) . XFIAYVFAFT7XR—hF (methyl
isothiocyanate) . FFH I JL (oxamyl) . Z{F+ MU L (sodium azid
e) . FAFHHF I (tioxazafen) . BY | —1921 (&g XUM
Al—-08015 (HR®RA) .

[0358] EREEF|: 72 Y) 7S EY (acriflavine) . IRV 4 Y —)JI (albendazol
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e) . 7~/ (atovaguone) ., 7Y RAOYA > (azithromycin) . EF
Z /=) (bithionol) . 7OAL7 /KR (bromofenofos) . ARV &Y
—JU (cambendazole) . A =4 —JL (carnidazole) . #O0OF> (chlo
roquine) . 7> XY J (clazuril) . 2> 4< 4> (clindamycin hydr
ochloride) . ZOJ/bXAY (clorsulon) . ZO%>FJL (closantel) . &
<R Z (coumaphos) . ¥ I 7Y (cymiazol) . ¥~ monm7 x> (dichloro
phen) . ST FI AN/ (diethylcarbamazine) . I F+E > (dimin
azene) . ¥V 7 x/—)l (disophenol) . It F7H =2 (dithiazani
ne iodide) . R¥F< %4 421> (doxycycline hydrochloride) . KRS X4
F > (doramectin) . TEF S K (emodepside) . T Y J AU F (epr
inomectin) . 7 x/NVF)L (febantel) . 7 TRV &YV —Jl (fenbendazo
le) . IRV —) (flubendazole) . 75V K> (furazolidone)

. TURIVES IR (glycalpyramide) . 4 X KAJLT (imidocarb) . A~
WA OF (ivermectin) . L/SIYV'—JL (levamisole) . XXV &Y —)L
(mebendazole) . X7 OF> (mefloquine) . XSIY IV ZIEHEIE (mela
rsamine hydrochloride) . X hA =4 —)JI (metronidazole) . XF YT
v (metyridine) . IIRTA I FFT L (milbemycin oxime) . ER/N
7 ) (monepantel) . SBABEZ T I/ (morantel tartrate) . EFTF
7 F > (moxidectin) . F4 AJI/NT Y (nicarbazin) . =2 OH X K (nic
losamide) . — O RXARXR—DBN (nitroscanate) . —hOF>=JL (nitroxy
nil) . AL 770F> (omphalotin) . /SEEEAFH>FJL (oxantel pamo
ate) . JBHABEA FH > FI (oxantel tartrate) . VX7 V¥V —IL (
oxfendazolee) . AF RV &YV —)L (oxibendazole) . AF> o/ OHF =R
(oxyclozanide) . /8<% F > (pamaquine) . 7x./F 7> (phenothiazin
e) . PUEVEEERS T Y (piperazine adipate) . ZIVEERS T (
piperazine citrate) . ) VEBERST Y (piperazine phosphate) . PN
U—97 333 (paraherquamide A) ., PNU—14196 2 (2-deoxypara

herquamide) . S92 75 (praziquantel) . 7Y <*> (primaquin
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e) . 7ONR%H LR (propetamphos) . FOMRY RJL (propoxur) . /NEM
E>>5 I (pyrantel pamoate) ., ElJ X4 X (pyrimethamine) . H k
= (santonin) . £S5 XU F (selamectin) . AT 7IXMFT Y (s
ulfadimethoxine) . R 7 7 KF > (sulfadoxine) , RN T 7 ATV

(sulfamerazine) . A7 7E/ A bF > (sulfamonomethoxine) . RJL
TJ7EAINY TV (sulfamoildapsone) . FFPR> 4 —)L (thiabendazo
le) . F=4Y—JL (tinidazole) . ML S XY (toltrazuril) . bV
JOALYSY (tribromsalan) . MY 2 SRY &Y —)L (triclabendazole)

WEEH 7)) L/ —JL (climbazole) . # O+ Y —JI (ketoconazol
e) RO OFYV—IJLEHELIE (miconazole nitrate) ,

WEHF : PTEXFSTY Y (amoxicillin) . 7> ESY > (ampicillin) .
N MFH T (bethoxazin) . EF A/ —JL (bithionol) . 7O/ KR—I (
bronopol) . 27 7 EY > (cefapirin) . =7 7Y > (cefazolin) . t
7%/ L (cefquinome) . 7 FF 7JL (ceftiofur) . /OIFT b SHA Y
1)~ (chlortetracycline) . #7575 VE8 (clavulanic acid) . 4./ 70
FH <> (danofloxacin) . ¥ 70OFH <> (difloxacin) . Y= KMILT R
(dinitolmide) . T>A70AFxFY%> > (enrofloxacin) , ZAONT7 Tz =0—
J (florfenicol) . Y>a<wA4 > (lincomycin) . OX7OxFH%>Y (lo
mefloxacin) . ¥WILARZ7OFH T (marbofloxacin) . TAOFH Y (milo
xacin) . SO (mirosamycin) . — S EY > (nitrapyrin) .
JI78xF% >y (norfloxacin) . A2 F 1) /> (octhilinone) . 70
FH > (ofloxacin) . FJEZ7OFH2 > (orbifloxacin) . FAFV =
w 788 (oxolinic acid) , FFF hSH 421> (oxytetracycline) .
R=3 1) (penicillin) , ANL NI A > (streptomycin) . FF7V
7 = =3—)l (thiamphenicol) . Z<JIEF 7 L) > (tiamulin fumarate
) . YUVEFI T (tilmicosin phosphate) . BEfE4( VEFERE4 4 O

2> (acetylisovaleryltylosin) . ) VB4 4 O > (tylosin phosphate



WO 2018/003924 209 PCT/JP2017/023955

[0360]

[0361]

) . WS2A%A4 Y (tulathromycin) . /S)LRLY Y (valnemulin) . B
RBERAINT DL (BIEANTDL) 5AFAEREE. M) ITFLT
BE. I=#F UV LEE,
eyl

LRICARRIEEMOEamkfE. HERGl%ERGE L TEANICHR~RZ Z &
T, AEBAZILICHELLEHBAT I, ARBREINLICLE>TREINS
H D TR,

[& Rl

=3 d

N—[2-[3—700-5-[(4—7)407zZ))TFZNIEY DY
—2—qN]-2,2=UoF0TFIN]-2—(N) 2N0FAXFIIRVX
7 IR (KFEHRILEYNo. 1-004)

T#1;2—(5—-70€-3—/s00EY v—-2—-4a4))—2,2-I7
vAOQ7E M= M) IILOEE

2—(5—-7O0F-3—-4/00EYYYy—-2—AJL)FEr=ZMJI2.00
gDT hZERAT7Z V4 0mARIC. —7 8CICTEI®BT. YFULEXR(
NIXFILZYIVTIRO1T.3MFRZEROT7SVERT 6nlEFETL
. ETRTER RREICT3ONEEB®LE, RWT, ZORKEEMICN
—2N0AARVEVINEVLAZIR6. 00907 S RAOT7S 2 5nlE
WAEETL. ETRTHER. AEEICTISICIREBEREME L. RN
fak. RIGBEWICKS OmlEmMAANFHICTHE (50mix3) Lk, B
BEAMHEKE (50mix1) %, BAFEIRK, ROWTEKRES M) D LI
THRK - B2J%%%. BETICTRAEEZEBE L, BEYME. YV ATNVAT L
I NS T74— (BT FIL—~FH 2 [0:100~5:95 (K&
b UTFEHTHZ, ) OFSTTV ]} ICTHEL, BMW0.8 19%
REEHRME & L TR,
"H NMR (CDCls, Me,Si, 300MHz) §8.66 (d, J=2,1Hz, 1H), 8.08 (d, J=2.1
Hz, 1H),



WO 2018/003924 210 PCT/JP2017/023955

[0362]

[0363]

[0364]

T#R2;2—(5—70F—-3—/70nEYyr—-2—-4A4))—2,2—-I7
VAOIFILT IV OEE

BERFELTO2—(5-7A0€E—-3—-v0EYYY—-2—-q4)L)—2,2
—J7)0Aa7Er=bM)I 81 0mgDT I OOXY Y2 OnAKRIC, — 7
SCTICTEBRT., YAV ITFILTILIZUoLER)RD1. OMAFH VAR
OmlA&FETRL., BFERTH, FEEICT2EBEER LA, RVWT, RINES
MISBEABAY DALAF N DUL (Ov2 oUB) S@EHKER2 OnlRUTY Y
OAX4>20mnlzZRML. BRICTISIC2EMEBREBELL, Rk
fak. RIGBEEWICK3 OnlzmMABREEZDE L. BOoN/BEKE %M
Oy > z)LBKAKR (20mlx1) ( JRWTK (20mlx2) ICTHEAFELER
BETICTAEZEE, HEOBENY6 0 TmgaBEHRYMES LTEL
o COEDIFILABBHEAEITD LML, TOFFERODIRICHW .

"H NMR (CDCls, Me,Si, 300MHz) &8.56 (d, J=2.1Hz, 1H), 8.00 (d, J=2.1
Hz, 1H), 3.49 (t, J=13.8Hz, 2H),

I#/3;N-[2—(5—-7OFE-3—/7O0OEY Y —-2—-94)L)—2,2
—TIONAOIFIVIAIINAL RB—tert— T FILDOELE

2—(5—-70—-3—-/0mQEYYr—-2—-qJ)—2,2-I7)b40I
FILTIVE60TmgRUCMNIIFILFTIV27 Tmgdh, 700X % > 5l
BIRIC, ZREEY —tert— 7 FII 5 84mgAEAMNL. ERICT 2HRREEBRL
T=o RIGTEHRER. BETICTAREZBEL. BEBWEL VATV AZLIO
RIS T74— [BFBBTFIL—A~AFH2(0:10~1:9075YTVH)
1 ICTHREL. BEMY4 3 0mga kBB lkmE S LTEL,

"H NMR (CDCls, Me,Si, 300MHz) &8.55 (d, J=2.1Hz, 1H), 8.00 (d, J=2.1
Hz, 1H), 5.05 (bs, 1H), 4.0-4.2 (m, 2H), 1.40 (s, 9H),

T4 ; N—-[2-[3—/O0O0-5-[(4—7)AB7z=)L)TF =]
VoY —2—A4)]-2,2=-U7)AO0TFIIANIAZ REE—tert—TF
L DELE

N—-[2—-(5—-7O0F-3—/s00EYYY—2—-A)L)—2,2-TT)
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[0365]

[0366]

AOIFINIAINNZ RBE—tert—TFIL1.50gDN, N-U A FILRIL LT
T R4mUEHIC. M)DIFLTFIV1.649, 1 —IF-I)—4—7)LA40O
NyEY63 1Tmg, AVMI)23 TmgkrysOoOEER(MN) 7z =LK
2742)NZTD L0128 3mgERML. ZBRFEIT. ERICT 285E
B L, REERER. RIGEESYICRETIELE TV EZY LKART Snlix
AU, BRI FILICTHE (20mlx1) Lk, SohBBEZKE (1
Omlx2) . SEFIRIEK, RWTEKFEE T Y D LADIETHIK - 22181,
BETICTARERBE L, BEMEFBIFIL—~FH>2(0:10~2;
8DIUVZYVIVIMIKTARRTZYIVASNAZ LA NI ST 4 —ICTH
L. BMY1.4 09x8BHERE LTHEL,
AS=107.0~108.0C
"H NMR (CDCls, Me,Si, 300MHz) &8.57 (d, J=1.5Hz, 1H), 7.92 (d, J=1.5
Hz, 1H), 7.5-7.6 (m, 2H), 7.05-7.15 (m, 2H), 5.10 (bs, 1H), 4.0-4.2 (
m, 2H), 1.41 (s, 9H),

I#5; 2-[3—s00-5—-[(4—7)407xzZ)TFZIIEYY
V=2—AN]-2,2=-YI7NFOATFILTIVOEE

N—[2-[3—700-5-[(4—7)407zZ))TFZNIEY DY
—2—4AN]—-2,2=270F0TFIIAIIINI RBE—tert—TFIL 1.4
Ogpy/nAXA%FromUA&RIC. M) 7 AOEE3InlZRML. ERICT
1 B5EBT U, RIGSEHR., RETICTARELEE L. REYICAEMKE
A DLKAEKR Onlz AT, BT FILICTHIE (1 0mlx2) L, &
BEZMFEKSE (10mlx1) &, BEMEBEK RWTEKFBEBST M) UL
THIK - B2ife, BETICTAKEZBEL. AEOBENY 1.0 19%BEH
KB E LTHE, COEDIFILRIBERETIERL. TOFEFERD
TRERICAW:,
"H NMR (CDCls, Me,Si, 300MHz) &8.59 (d, J=1.5Hz, 1H), 7.91 (d, J=1.5
Hz, 1H), 7.5-7.6 (m, 2H), 7.0-7.15 (m, 2H), 3.4-3.6 (m, 2H),

T#E6; N—-[2-[3—/7O00-5-[(4—7)AB 7)) TF =]
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By —-—2—-a4)]-2,2=-7)b4A0TFNN]-2—-(h)7)LA0XF
IRV ZT X ROEE

2—-[3—/s00-5-[(4—oNA07zZL)TFNIEYYY—2—
AN]=2,2=-I7)A0TFILT IO OmgDEEE T FIL 2mUEA&RIC. 1
OFEWREEN) T LKBRZ20KTG2— (M) ZILAARXAFIIRYY A
0 K6 7TmgZzRmL,. ERICT 1 RHBEBHLE, RibeEE. RINES
MK 1T OmUARMNL. BT FILICTHIE (1 0mlx2) Lk, BREZHE
K (1 0mlx1) %, SAAIBRIEK, ROWTEKTHEES MY U LICTHERK -5
B&, BETICTREEZBE L, BEBYEL VATV AZ LAY NS
J4— BT FIL—AFHV(0:10~2:8DF5VTVN)] ICTH
L. BMWYI105mgxHERKREE L THL,
A 164.0~166.0C

"H NMR (CDCls, Me,Si, 300MHz) &§8.54 (d, J=1.8Hz, 1H), 7.95 (d, J=1.8
Hz, 1H), 7.45-7.7 (m, 6H), 7.0-7.15 (m, 2H), 6.45 (bs, 1H), 4.4-4.55
(m, 2H),

a2

2—s00-N—-[2—-[3—-/700-5-[(4—2a4d07zxZ)L)TF=
Vi Yy—-2—q4)]1-2—-7)04A070EN]I=ZaF V73 K (REBL
A¥No. 3-010) .
I#R1;5-70F-3—-/08-2—-(2—AFLFFSv-2—-9)
YEY v pEhs

RUXFIANWNEFY ZLI—IRE, 29DV A FIAIEFT KT 5ol
RIS, KABHT. S0EEWRRMKRESTNYIL T, 1g&FML. A
BEICTIO0ONEBR LA, RWT, CORIGEEYE. KABHT. 1 —(
5—70%-3—708EYYY—-2—qI)THY—1—-—F25.090DI X
FILRANKFSRTOnUARICET L, BHETH, BRICTISHICT B
EERE#E L, RETEEZ RBREWICK20nlzMA. BRI FIL
ICTHIE (30mlx1) L, BohiBHBEAEKLE (30mlx1) %, 8870
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BIBK, ROTEAKFEERST MY U LDIETEK - #18%. BETICTIEE
BELE, BBWMESYVAFXVASLIOXNI S 74— [BFEETFIL—A
FHU(0:10~3: 7075V MN] ICTHEEL, BMYS. 79518
BEERMEE L TEx,

"H NMR (DMSO-ds, Me,Si, 300MHz) §8.66 (d, J=1.8Hz, 1H), 8.36 (d, J=I
.8Hz, TH), 3.03 (d, J=5.2Hz, 1TH), 2.92 (d, J=5.2Hz, 1H), 1.58 (s, 3H)

T2 ; N-[2—(5—-7OE-3—-/O0pOEYyyrv—-2—-4J))—2—-k
FOF>7OEI]IZ78IL14 3 ROEE

5—70F-3—/700-2—(2—XFLFFIS5v—2—-q4)L)EYY
V5. TO0gDIAFIINANEFY RAOnBRBICTINAZIRAYDL4. 4
8gZAmML., 100TCICToREB®H L, RIbTHE. RIGEEWZ=ER
FTHS L. K30mlaEmA., BFEETFIICTHIE (20mlx2) Lk, B
BaffETKSE (40mix1) &, SANEIEK, ROWTEKRES MY Y LI
THRK - B2J8%%. BETICTRAEEZEBE L, BBMES VATV AS LY
AT cIS574— [BFBEITFI—~"FH2(1 :9~3: 7075V
1 ICTHEL., BM#3. 9 095 BaRIERME S L TEL,
"H NMR (CDCls, Me,Si, 300MHz) §8.3-8.4 (m, 1H), 7.9-7.95 (m, 1H), 7,
7-7.8 (m, 2H), 7.65-7.7 (m, 2H), 5.64 (s, 1H), 4.31 (d, J=14.0Hz, 1H)
, 4,21 (d, J=14.0Hz, 1H), 1.80 (s, 3H),

T#E3I; N-[2—(5—-7O€E—-3—/0pEYYv—-2—-4a))—2—7
Ao 7oEN]1741b4 2 ROEE

KABEHRTFTON-[2—(5-7OFE-3—20BEYYY—2—-q)L)—2
— ke ROF>FOEL]ITZHINAZIRI. 9090 T Y/ O0X4Y Y 2 OnlEKIC
ER2—AMESIFIVTEI/HINLTF—R)TITY R2.629% 7%
TL. BFRTHE. 50CICT T 2KEBH LL, RIbTRER. RIVEEY
HERFE TR L. BEMRKBKRFT M) D LKAEKRS OnlzMA. ¥ 00
AGCTHIH (20mlx2) Lk, AREZHETKE (4 0mnlx1) 1,
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BMBEK, ROWTEKBEST M) U AICTHRK - E212%. BETICTARE
EBELE, BEYMAES AV 7OBLI—FI)L1 OnlCTHEL, BENYS.
50gxkEmBias LTEL,
A 134.0~136.0C
"H NMR (CDCls, Me,Si, 300MHz) &8.45-8,55 (m, 1H), 7.85-7.9 (m, 1H),
7.8-7.85 (m, 2H), 7.7-7.8 (m, 2H), 4.3-4.55 (m, 2H), 1.82 (d, J=22.4H
z, 3H),
T4 ; N—-[2-[3—/O0O0-5-[(4—7)AB7z=)L)TF =]
BYyYry—2—a)L]-2-2)4070OEL]IT7HILA I ROEE
N—-[2—-(5—-70O€-3—s00EBYY>Y—-2—Aa))—2-7)407
AOELIZZIAZIRT.09ON, N-IXFILKRILLT I R4nlGABIC, bV
IFIFIT762m, 1—ITFZI)—4—2)A4AARVE452ng, 3
DAEER(I) 1 4 3mgR ;2 I/O0ER(MY T T ZIVRRT 4 2)INZ T L(]
D176mgaHRmML. Z2RFHEKT. 6 OCICTSRKEBH LE, RISTHE
% RISEEMZEERITHRAL, BFRLETVEZVLKBRT OnlziR
mi. BRI F/)LICTHE (1 0mlx1) Lk, Boh/kABEZKE (10
mix 1) &, BMEBEK. ROTEKEE S M) U LICTRK - &ZR%. RE
TILTAREEBE L, BREBME> YAV AS LAY NI ST 14— [BE
BIFIL—AFHU(5:95~10:90075TTv )] ICTHREL.
BRI, 29 BBfiEasE LTk,
AE153.0~155,0C
"H NMR (CDCls, Me,Si, 300MHz) &8.45-8.55 (m, 1H), 7.8-7.9 (m, 3H), 7
.7-7.75 (m, 2H), 7.45-7.6 (m, 2H), 7.0-7.15 (m, 2H), 4.3-4.6 (m, 2H),
1.86 (d, J=23.0Hz, 3H),
I#5; 2-[3—s00-5—-[(4—7)407xzZ)TFZIIEYY
v=2—AN]-2—-7)FO0FOELTIVOEE
N—[2-[3—700-5-[(4—7)407zZ))TFZNIEY DY
—2—4A)N]-2=70F07AENL]ITHIILAZIRNT. 29045/ —)4nl
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BRI, ERSTYY—KFY4A 3 2mgERL. 80 CICTSREBHLE
o RIGTEHER, METICTAKEZEEL, REMICRAMKEKESTN) VA
KABSmlzZmMA., BT FI)LICTHE (1 0mlx2) Lk, BEEBZHET
K (1 0mlx1) &, SAMEBIEK. ROWTEKBEF M) D ALICTRHRK - &
BE, BETIKTAREZEBEE L, BBWEZS VATV AZLOTNTS
J4— [FFBETFIL—AFHU(5:5~9: 10DF/STVTV N ICTHR
L. B3 2 3ngxBEMEBRYEE L THE,
"H NMR (CDCls, Me,Si, 300MHz) &8.45-8.75 (m, 1H), 7.75-8.05 (m, TH),
7.45-7.75 (m, 2H), 7.0-7.3 (m, 2H), 3.05-3.8 (m, 2H), 1.74 (d, J=23.
OHz, 3H), 1.05-1.45 (m, 2H),

T#E6;2—708—-N-[2—-[3—-/0A-5—-[(4—7)lF07zx=
WITFZNIEY Y —-2—q)]-2—-27)407O0EN]=ZaF > F7I R
DHEE

KABBTO2-[3—/00-65—-[(4—-70407z2Z)V)TF=IV]IE
Vo —2—AN]-2—7)0A4A070ELT7IT100mgRUKN) TFILT
Tv50mgd, Y/oOXxXg v Iinli@RIC, 2—/700=3F=),Ly0Y R
63mg&E T L., EFRTH, ERICTREERE#E L. RIER/E®R
 RESEEWICK 2R L T, 700X 9 VICTHE (5alx1) Lk,
BoNBBEZKE (Smix1) &, SEMNEIRK, RVWTEKRESTNYD
LODIETHK - &4k, BETICTAEEZBE L, REYEHRBIFIL—
ANFHV(2:8~5:5DFSYTVMNICTAERETEYYASTILASLY
OY 574 —ICTHREL., BNYWE Iz BEEAEE L TR,
AE149.0~151,0C
"H NMR (CDCl;, Me,Si, 300MHz) §8.54 (d, J=1.7Hz, 1H), 8.4-8.45 (m, I
H), 8.05-8.1 (m, 1H), 7.86 (d, J=1.7Hz, 1H), 7.45-7.6 (m, 2H), 7.3-7.
35 (m, 1H), 7.2-7.25 (m, 1H), 7.05-7.15 (m, 2H), 4.15-4.4 (m, 2H), 1.
90 (d, J=21,0Hz, 3H),

aHl3
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N—[2-[3—700-5—(¥y/07oELIFZILEYYY—-2—4
Wl1=2,2=o704a0—-1—AFNLIFI]I-3 (M)A OXFI)F
7TV —2—-HIRFHFIR (KFERILEYNo. 7-006) ,

T#1;2—(5—-70€-3—/s00EY v—-2—-4a4))—2,2-I7
WAO—1—AFLIFLTIVOEE

ERAITOTIRIICTEEL2—(5-7JOFE—-3—s00KEYY V-2
—q)—=2,2=27)AQ7bZM)ILT1.0gDY T FIT—F) 5ml
BRIC, KABBT., AFIIITRXIOLTOIROISEERYIFILI
—FILAR3. Inl&FE T L. EREICTIREE#R LA, RWT, ZORIK
SBEMIC, KABHT. A4 /=1 5nlERMLEEBKRIEEVRS N
T4 23mgaERML. BREICTISIC ERBKRAEREL 2. RIGERE
%, BETICTAEAZEEL. BREWICHIIBLT Y EZ D LKEAERT Onl
A, BEEET FILICTHIE (1 5mlx2) Lk, BBEZHEAKE (2 Onl
x1) 1, SAREIEK, RWTEKRES MY U LICTHEHK - 8212%, RET
ICTCREAEE L, HEOBMY 1. OgxBaBiERYES LTEL, O
EDIFILAZBHETI &MWL, FOXTFEROIFICAHWE,

"H NMR (CDCls, Me,Si, 300MHz) &8.55-8.65 (m, 1H), 7.95-8.0 (m, 1H),
3.7-3.95 (m, 1H), 1.5-1.6 (m, 2H), 1.23 (d, J=6.7Hz, 3H),

TE2;N-[2—(5—-—7O¥-3—/0pEYYv—-2—-49)L)—2,2
—I0FA =1 = XAFIIFNIANNI RB—tert—TFILOHE

2—(5—-70F—-3—/700EYYVv—-2—q)L)—2,2-I7)A0O—
1—XFLIFILTIV1.0g0To00XF Y 5nlUl, ZREBY —tert—
TFIL895mRUPNYIFITIVE66mgERML. BRICT 1B
Bl RBDEREER. RIGESWICKT OnlAENA, Yo 00X49 VICTH
H (10mlx1) Lk, B5hBH8EEKSE (1 0mlx1) %, SMEIEK
 ORWTHEKRREES )Y LDIETHEIK - 82/2%, RETICTAKEZEEL
Too BEBMES ) ATNAS LAY NI ST 14— BRI FIL—~FH2(
1:9~3: 7075V M ICTHEL. BRI, 395 BEMKIEBRY
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BELTHEk,
"H NMR (CDCls, Me,Si, 300MHz) &8.55-8.6 (m, 1H), 7.95-8.0 (m, 1H), 4
.5-4,9 (m, 1H), 1.35 (d, J=7.0Hz, 3H), 1.29 (bs, 9H),
TE3I;N-[2-[3—/0O0-5—-(7070ELZTFZIVEY DY
—2—AN]=2,2=0F0-1=AFIITFIIHII/INZ REE—tert—
TFILDELE
N—-[2—-(5—-7O0F-3—/s00EYYY—2—-A)L)—2,2-TT)
ZO-—1—XFIITFILIANNE REE—tert—TFIL 1. 3gDN, N-U X F
WRIVAT I R3mBE&IC. N)VIFILFTIV1.1g, ¥oO07O0ELT &
FL>493mg, VM2 1 3mgR*T /OB ER(MN) 7T ZIVRR
T4)RZTDAL(II)26 2mgZR/ML. BRFEKT. ERICT1 8HFMH
B Lk, RbEREER RISEEWMICHEFIELET7 VY EZDLKAERT Onli
AL, BT FILICTHIE (1 0mlx1) L, BonBBEZKE (1
Omlx 1) . SAFIEIEK, RWTEKFET Y D LDIETHEIK - 22181,
BETFICTRBEABE L, BEMEY )V AFVASLPOINITST 4 —
[BEEE T FIL—~FH V(1 :9~3 : 70O/ SVTVMN] ICTHEEL, B
47 5 OmgZBEMERYME & L TRk,
"H NMR (CDCls, Me,Si, 300MHz) &8.4-8.45 (m, 1H), 7.7-7.75 (m, 1H), 7
.35-7.4 (m, 1H), 4.6-4.8 (m, 1H), 1.4-1.5 (m, 1H), 1.33 (d, J=6.7Hz,
3H), 1.30 (s, 9H), 0.9-1.0 (m, 2H), 0.8-0.9 (m, 2H),
T4 ;2-[3—/O00-5—(yO07O0ElLITF-I)EYY Y —2—
AN]=2,2=S0)0F0 -1 —AFILIFILTIVOEE
N—[2—-[3—-s0O0-5—-(Yy/070ELTZTFZIL)EY Y —2—4
W1—2,2=27)04A0—1—=AFIITFINIAINNT REE—tert—TFIL T
50mgD>/OQX4 Y 5nUARIC. M) 7 AOFBE2. SnlaRmL. =
BICT 1 REBE L, RISTEE. BETICTAEZEEL., ZREYICHE
FURBBKFES M) D LKAB Onla i A, BT FILICTHIE (1 Omlx2
) Liee BBEZA/EKSE (1 0mlx1) &, SAMEEK. RWTEKFE S
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N)DLDIETHK - #212%. BETIKTAEEEEL. HEOENY6 6
Omg % BEMIERYMEE LTHBL, COEDIEILARBBEEETI &L
. TOFEFROIRERICAWE,
"H NMR (CDCls, Me,Si, 300MHz) &8.46 (d, J=1.5Hz, 1H), 7.74 (d, J=1.5
Hz, 1H), 3.7-3.9 (m, 1H), 1.5-1.7 (m, 2H), 1.4-1,55 (m, 1H), 1.21 (d,
J=6.7Hz, 3H), 0.9-1.0 (m, 2H), 0.8-0.9 (m, 2H),
TE5;N-[2-[3—/0O0-5—-(7070ELTFZIVEY DY
—2—A)]=2,2=I7)FO-1—=AF)ILIFIL]I-3 (MY T)IF0O
AFIVNFAIT TV —2—-HIRFHI ROEE
2—-[3—-s0O0-5—-(¥y/O07O0ELIZFZIL)EYY Y —2—A)L]—
2,2=9I7040-1—XFILIFILTIV150mgDN, N-U X FJLR)L
LT7IR3mBARIC. PYIFILTI62mg, N, N-UAFI—4—-TX
JEYYYEmg, 3—(NYZNLNAQXFIVFATI LY -2 —-HIKRVEET
20mgRIT — (3 =Y AFILF7I/7OEN)-3—IFIAILKRIA IR
BEE2 1 2mgaRIML,. BRICT1 6IFMEIEBHLE, RIbEE., RIGE
AWK OmURII L. BEBBT FILICTHIE (1 0mlx2) Lk, BREEH
K (1 0mlx 1) &, SEFIRIEK, RWTHEKREB ST M) D LICTHRK -
BiR%. BETIKTAEEZEE L, BREBYMES VATV AZLIOT NS
ST4— BRI FIN—~AFHV(3:7~5:5DFSTVITV NI ICTHE
L. B2 SmgrkEBRERE LTEL,
AEH98.0~101.0C
"H NMR (CDCls, Me,Si, 300MHz) &8.41 (d, J=1.7Hz, 1H), 7.76 (d, J=1.7
Hz, 1H), 7.4-7.5 (m, 1H), 7.35-7.4 (m, 1H), 6.85-7.05 (m, 1H), 5.1-5,
3 (m, TH), 1.5-1.55 (m, 1H), 1.45 (d, J=6.8Hz, 3H), 0.9-1.0 (m, 2H),
0.8-0.9 (m, 2H),
B 4
N—[2—-[3—-s0O0-5—-(Yy/070ELTZTFZIL)EY Y —2—4
W1=2,2—-I7)040-1—-AFLIFILI-N->sO7OElL—2—(
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M)A OAFNIRY XTI R (KRFEBLEYINo. 15-001) |
T#1;1—(5—70F-3—/20nEY r—-2—-4a4)L)—1,1-I7
Ao rany -2 —FvpEiE
ERHTOIRIICTERELL2—(5-7OE-3—-/0AKY v —-2
—qI)=2,2=22)0407=M)I1.0gDYTFILT—F)L 5nl
BIRIC, KABERT., XFII TRV IVALATOIROISEERYIFILI
—FIAE3. InlAETL. AEEICTIBEERLL, RVWT, ZORIL
BEME. KOBIBET, 4 MIERKBER20nlITE L, MTRTHE. RE
BILTILI 1 REBREREL 2. REBTEREER. RINEEYWEERERIFIL
ICTHIE (15mlx1) Lk, Bonh/BEZKE (1 0nlx1) %, &M
BIEK, ROWTEKREFT M) Y LAICTHRK - 2%, BRETICTREES
EL. HEOBEMWY I 2 OmgzBEHRYE S LTHEL, COHLDORELS
FBEEZITI &R, ZTOEFROIREICHAW .
"H NMR (CDCls, Me,Si, 300MHz) &8.55 (d, J=1.8Hz, 1H), 8.01 (d, J=1.8
Hz, 1H), 2.47 (s, 3H),
I#2;N-[2—(5—-7O-3—/sO00EYY>Y—-2—-94)L)—2,2
—I70FA0-1—XAFIIFN]I-N->2O0OELTIVDEE
1—(5—-70F-3—s00EYYYy—2—q))—1,1-yoL407
O/RY—2—4>920mgDX*x% J—JL—EEE(10 : 1)2. 2mliAKIC. ¥
o070 T72>203mgaRML. 90TICT 1 IFEEBH LA, RWT
. CORISREEYE., ERITHRDE. BTV VRS VEE3 8 1mgZz iR
L. 90CICTISIC2HEERa#E L, RISTEE. BETICTAE
EREL. BREMICEMKEBKEZES M) DLKEB®RT OnlzRML., BERT
FILICTHIE (20mlx2) L, BREZHFEKE (20mlx1) %, 887
BIEK, ROWTEKREFT M) Y LAICTHRK - 2%, BRETICTREES
EL. HEOEMWY8 3 OmgzBEHRYME S LTHL, COHLDORELS
FBEEZITI &R, ZTOEFROIREICHAW .
"H NMR (CDCls, Me,Si, 300MHz) &§8.55-8.6 (m, 1H), 7.9-8.0 (m, 1H), 3.
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6-3.85 (m, 1H), 2.15-2,3 (m, 1H), 1.65-1.85 (m, 1H), 1.29 (d, J=7.4Hz
, 3H), 0.05-0.55 (m, 4H),

I#/3;N-[2—(5—-7OFE-3—/7O0OEY Y —-2—-94)L)—2,2
—I7)0Fa-1—=AFILIFIL]I-N=->oOFai—-2—-( ) T7)LA
OXFIIRY XTI ROBE

N—[2—(5—-70F—-3—700EY)YY—2—4)L)—2,2—-YD)
ZO0-1—AFNLIFIL]I-N-27070ELT7TV300mgR»*rY TF
JITIV112mgdh, o/O0X8F Y 2nBRKRIC. KABHBT, 2—-(hY 7T
LAOXFILIRYY A8 R21 1mgaETF L., 4 0°CICT 5 BEREBE
L7, RIGSERER. RIEEEWMEERETHRS. K2nlzmz, o0O0x
FICTHE (1 0mlx1) Lk, SoNAEEBEZKSE (1 0mlx1) &,
BMBEK, ROWTEKBEST M) U AICTHRK - E212%. BETICTARE
ZBEL, BBMES)ATNAZLIORMN 5T 4— [EBRTFIL—
ANFHU(1:9~3: 705V VM ICTHEREL., BM1 3 0mg%

BEBBERYMES LTEL,

"H NMR (CDCls, Me,Si, 300MHz) &8.45-8.7 (m, 1H), 7.9-8.0 (m, 1H), 7.
55-7.75 (m, 2H), 7.35-7.55 (m, 2H), 5.8-6.1 (m, 1H), 2.4-2.65 (m, TH)
, 1.56 (d, J=7.0Hz, 3H), 0.45-0.8 (m, 3H), 0.3-0.45 (m, 1H),

T4 ;N-[2-[3—/0O0-5—-(7070ELITFZIVEY DY
—2—A)]=2,2=U7)NFO-1—-AF)ILIFIL]I-N=->oOFOENL
—2—=(M)7WFORXFIVIRVZT I ROEE

N—[2—(5—-70F—-3—700EY)YY—2—4)L)—2,2—-YD)
FO0-1—XFILIFNLI-N=-rO070BEL—-2—-(MN)T7IAOAFI)
RYZFZIRTOOMgDON, N=-I AFIFRIVALATI RInli@EKRIC, M)IF
Y6 1mg, >7O070EELT7EFLY26mg, EI) 1 1mgkt
2o0BER(MNY 7 2ZRRA T4 2)INZ T LD 1 4ngZziRmi0L,
REHEIT. BRICTOSREER L, RLBEREE. RIGEEWIC. SFE
7 VEZDLKAER OnlzRmmL. BT F)LICTHE (1 0mlx1) L

K4

W7 =
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oo BONEBREZKE (1 0mlx1) %, QEMEERK, RWTEKIREE T
MU D AICTHRK - 8218%. BETIKTAREEEE L, BREBMES Y AHY
WAZ LAY RIS 74— [BFBRIFIL—A~AFH2(1 : 9~3: 7073
SIVMI]ICTHEE L. BT OngE BEMIERME S L TEL,
"H NMR (CDCls, Me,Si, 300MHz) &8.45-8,55 (m, 1H), 7.73 (d, J=1.T7Hz,
1H), 7.6-7.65 (m, 1H), 7.35-7.5 (m, 3H), 5.9-6.1 (m, 1H), 2.45-2.6 (m
, 1H), 1.55 (d, J=9.0Hz, 3H), 1.4-1.5 (m, 1H), 0.9-1.05 (m, 2H), 0.8-
0.9 (m, 2H), 0.6-0.7 (m, 2H), 0.25-0.4 (m, 2H),
=y ls
N—[2—-[3—-s0O0-5—-(Yy/070ELTZTFZIL)EY Y —2—4
Wl—2,2=o7)040—-1,1=IAXAFILIFN]I-2—(MN)T7)LAOXF
IRV ZT IR (KRFEBEEYN. 1-017)
T#1;2—(5—70F—-3—/70nEYYr—-2—-4A4)L)—2,2-I7
WAO=1, 1 =IAFLIFILTIVOEE
ERHTOIRIICTERELL2—(5-7OE-3—-/0AKY v —-2
—()—=2,2=I2)0A4A07 M) N4 23mgDY T FILIT—FI)L3m
UARIC, KABBRT., XFIAIIRIUL70IRO3IMIIFILI—FTI
BR2mlZE T L. BEEICT3 O9@EEBEH L, RWT. ZORINEEY
IS KBBEBT. FAZIL(IVNFT R4V 7ARFL K56 8mgaifinmL
ERICTISICAEBREZ#E L, RLTER. RINEESWIC. K
I£F )T L300mgDKT OnlBREMA. YIFILI—FTILICTHHE (
10mlx2) L, BBEZMHEAKE (20mlx1) %, SBARIBK, RWT
HAKREEF M) D LDIETHIK - B21&%. BETICTAHEZEESL. MEOD
ER#5 3 4mgx BEMRMEE LTHEL, COBDIFILRZERETD
&L, FOFEFROIFRICAW .
"H NMR (CDCls, Me,Si, 300MHz) &8.60 (d, J=1.8Hz, 1H), 7.98 (d, J=1.8
Hz, 1H), 1.29 (s, 6H),
I#2;N-[2—(5—-7O-3—/sO00EYY>Y—-2—-94)L)—2,2
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[0384]

—27)0A0-1,1=UAFIIFI]I-2—(M)7NFOAXFIIRVZX
7 I RDELE
2—(5—-70F—-3—-/00EYvYrv—-2—q))—2,2—-I7)b40~—
1,1 —=IAFILIFILTIVEI4ngDEEET FIL5nlSK. ROKEHY
D /8 2 8mgDIK 5EmlABEDREERRIC, HORBHRT., 2—(hY 740X
FI)RVYA4Lo8Y) K41 TngaET. ERICTITREBR L, RIGE
fak., BB L TKE (1 0mlx1) %, SEFNRIEK, RWTHEKIRE
FRUDLICTHK - G21R%. BETICTREABEE L, BEBWMET ) A
FIWAZLAXNTZT74— [BFBBTFIL—~"FH2(5:95~15:8
BEDTUSVIVRN]ICTHEEL. BEMY3 4 0ngz B BRiiBRME L LTE
720
"H NMR (CDCls, Me,Si, 300MHz) &8.50 (d, J=2.1Hz, 1H), 8.00 (d, J=2.1
Hz, 1H), 7.4-7.7 (m, 4H), 6.85 (s, 1H), 1.54 (s, 6H),
TE3I;N-[2-[3—/0O0-5—-(7070ELZTFZIVEY DY
—2—A)]-2,2=I7)074A0-1,1=IAFITFIL]I-2—-(rY T
FOAFINIRY XTI ROELE
N—-[2—-(5—-7O0F-3—/s00EYYY—2—-A)L)—2,2-TT)
AZO0—1, 1 =IAFILIFIL]I-2—(M) 7 NFAORXAFIIRV XTI NI
70mgDYAFIVZAIVARFS RInlERIC, YT FILTIV146mg, &
sO70ELT7EFL Y3 Tng, VI 20mgky 700 ER (MY
TTZIVRRT 4 )RS IDLAD25mgZRmmL. ZBRFEI T, =RIC
T2REB7R L, RIGTREE. RISEEMICHEMEBLET Y T2 LKER
SmlaRML. BRI FILICTHIE (5mlx1) Lk, Bo5nEHEEKE
(5mlx 1) . SAFIRIEK, RWTEKREF M) D LICTHEIK - B2IR1E,
BETFICTRBEABE L, BEMEY )V AFVASLPOINITST 4 —
[BEEE T FIL—~FH V(1 :9~3 : 70O/ SVTVMN] ICTHEEL, B
M4 1mgZ \EMERYME S LTEL,
"H NMR (CDCls, Me,Si, 300MHz) &8.35 (d, J=1.5Hz, 1H), 7.76 (d, J=1.5
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[0385]

[0386]

[0387]

Hz, 1H), 7.4-7.7 (m, 4H), 7.13 (bs, 1H), 1.73 (s, 6H), 1.4-1.55 (m, 1
H), 0.9-1.0 (m, 2H), 0.8-0.9 (m, 2H),

a6

N—-[2-[3—200-5-[(4—704A07zZ)L)TFZNIEY DY
—2—ANIZTFN]I-2—(M)TNAOAFLIRY XTI K (KERBLEE
#¥iNo. 1-019)

T#1; N-[2—(5—-70%-3—/200BYYY—2—AJ)L)TFI]
HILIST REE—tert— T FILDELE

BRFEAK[TO2—(5—-70F-3—/00E) Yy—-2—q))7EhL
=ZhYL1.00g02/7OO0X45 1 0nlBKIC, —4 0CICTEBRT, ¥
AVITFLTILIZOLER) KD, OMAFH VAR 2nl%E 3 09H T
THTL., BFETH. BEEICTIEEBRLE, RUWT. RIBEEYE
ERFTHREL. KABBRTOBERAYYLFNIDL (Oy Y TIVR)
FAFNKAMRS OmUTTE T Lic, MTETHE, BRICTISIC KERBEE#
L7z, RIGEMRE. RINEEWMAZT /00X ICTHE (50mlx2) |
BEA HERIREK. ROWTEKFEES M) D LOIETERK - 52/2%.
BETICTREEBE L,

BEWMET OO X 2 20mUlAREL. ZREBY —tert—TFIL 1.4 1
RO MY IZFITZXT20.669%AM. ERICTIREBIR LA, RLDTH
%, RIGESWICK20mlA#mMA 00K LICTHE (20nlx1) L. &
HWEAKSE (10mlx1) %, SAMRIEK, RWTEKBEEF ) YV LDIRT
Bk - 8208, BETICTARABE L, BEMERBIFIL—~FH 2 (
1:9~5:5DJ3YITVMNICTARHETEZY YAV ASLIAOXNTS
T4 —ICTHEL, BMY6 1 bmgL kBB HRME & L TEL,

"H NMR (CDCl;, Me,Si, 300MHz) &8.49 (d, J=1.8Hz, 1H), 7.82 (d, J=1.8
Hz, 1H), 5.08 (bs, 1H), 3.5-3.65 (m, 2H), 3.06 (t, J=6.0Hz, 2H), 1,42
(s, 9H),
THE2; N—-[2-[3—70BR-5-[(4—7)407 =)L) TF =]
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[0388]

BUIy—2—ANITFILNIANNZ REE—tert— T FILDELE
N—-[2—(5—-70F-3—2700EBYYY—2—AJ)L)TFIL]IAI/INEZ
NEE—tert—7FI1.0gDON, N-IAFIRILTI RInlBERICN) T
FITIV455mg, 1 —IFZ-IL—4—2)AORYE540mg, IV
BgA(D 1 1 4mgR Y7 O0ER (M) T TZIVRR T 4 V)NS5 T L(ID)
209mgERML., BRFEST. 80TCICT2BBEIBRELL, RIETHEE
. RISEEMZZRFI TS L. BB TVEZ D LKBRT OnlZiwm
L. BFERT FLICTHIE (5mlx2) Lz, BEEZHE. SBMERIEK. RV
THEIKREB ST ) D LDIETHIK - 2i2%. BETICTAEEZEE L, &
BEEBIFIL-—AFHU(0:10~1: 9075 Ty MICTART
5VUATNAZLZOXKNIZ 74 —ICTHREL, BMY1. 19288
me LTHE.
M&S109.0~111.0C
"H NMR (CDCls, Me,Si, 300MHz) &8.54 (d, J=1.7Hz, 1H), 7.76 (d, J=1.7
Hz, 1H), 7.45-7.55 (m, 2H), 7.0-7.15 (m, 2H), 5.13 (bs, 1H), 3.55-3.7
(m, 2H), 3.12 (t, J=6.1Hz, 2H), 1.42 (s, 9H),
IT#£3;2-[3—/s00-5-[(4—7/i407zxZ)TFZIIEYY
V=2 —ANITFILTIVOEE
N—[2-[3—700-5-[(4—7)407zZ))TFZNIEY DY
— 2 —AJIZTFIIAIIIINT REE—tert—TFIL 1. 1gDT o O AY Y 2n
LRRICN Y 2 A O0FB 2nlzRmML. ERICT 1 EEEBR L, RISTE
%, BETICTABAEBEEL. BEWICEFMKREEKEZST M) Y LKZAKT On
lZmA. BFEERTFILICTHE (10mlx2) L, BHEZMHEKE (1 0m
Ix 1) #. SEMEIEK. ROWTEKFTEST ) U LDIRTHIK - 2%, B
EFICTAEEZEEL, HEOEMYWT7 1 OngaREBaRREE LTEE, B
ON-BRYIEILRBRBEETI &AL, TOFEFFROIEBICAW .
Ms116.0~119.0C
"H NMR (CDCls, Me,Si, 300MHz) §8.5-8.6 (m, 1H), 7.75-7.8 (m, 1H), 7.
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[0389]

[0390]

45-7.55 (m, 2H), 7.0-7.1 (m, 2H), 3.1-3.35 (m, 2H), 2.3-2.45 (m, 2H)
T#E4 ; N-[2-[3—70BR-5—-[(4—7)407 =)L) TF=)]
BV —2—ANIZFN]I-2—(MYDIFAAFILIRY XTI ROHE
&
2—-[3—/s00-5-[(4—oNA07zZL)TFNIEYYY—2—
ANIZFLNTIV200mgRGM)TFILTIV110mgdYoO0XY Y
2nUARIC, KOBEBHBT. 2—(M)ZiLa0xFI)RYYV L4008 K1
82mgAE T L. BFRTHR. BRICT 1 BREERAME L, RINEHEE
C RIGEEWISK 2nlZRmmML. o0 xa 2Tl (5mlx1) L,
BB EZHENMEBIEK. ROTEKEET M) Y LOIETHEK - 52/2%. RBE
TICTBREEBE L e, BREMEHBEIFILI—~FH 2 (1 :9~3: 707
SYIYVMICTRET 22U ATV AS LA NI ST 4 —ICTHEL.
B9 1 gz EHBFERE L TEL,
A= 133.0~135.0C
"H NMR (CDCls, Me,Si, 300MHz) §8.49 (d, J=1.7Hz, 1H), 7.79 (d, J=1.7
Hz, 1H), 7.45-7.7 (m, 6H), 7.0-7.1 (m, 2H), 6.65-6.8 (m, 1H), 0.95-4,
05 (m, 2H), 3.24 (t, J=6.1Hz, 2H),
aE 7

—2—AN]-2=0AOTFIN]-2—(MN)ZIAQXFIL)RV XTI
N (AFBR{LE%No. 1-020)
T#1;2-708-1—(5—-70FE-3—-700EYY>Y—-2—1J)
T4 /=D&
2-70F-1—(5—-—7JOE-3—/7AnE)Yv—-2—-a)T8 /v
2.090 A% /=)L 1 OmUAMRIC, KABBT. KFEEIERSFNYIL2
6 6mgZ AL, FREICT 1 REBE L, RISTHE RISEEYICHE
BT VEZVLKBRZ2 OnlZ /M UBFBRT FILICTHIE (25mlx2)



WO 2018/003924 226 PCT/JP2017/023955

[0391]

[0392]

L, BEBEHEKE (20nlx1) %, BHBEK, ROWTEKFKEES b
) LOIETHEIK - 8248%,. BETICTAEEZEEL. AEOEMNY1. 94
HREBHAMEE LTHE. SONEBMNMIEELRZBHREEZTI 2 &L,
FODEFRODIRBRICAWE,
"H NMR (CDCl;, Me,Si, 300MHz) §8.58 (d, J=1.7Hz, 1H), 7.90 (d, J=1.7
Hz, 1H), 5.2-5.3 (m, 1H), 4.36 (bs, 1H), 3.6-3.9 (m, 1H), 3.15-3.3 (m
» TH),

T2 ; N-[2—(5—-7OE-3—-/O0pOEYyyrv—-2—-4J))—2—-k
FOF>IFI]T7HILA I ROBEE

2—-70F—-1—(5—-70F-3—/700E)Y>r—-2—-4)T4H/—
W1, 909D AFINRIEFY R2nUBKRICTINNAIRAYDILT. 17
gZARmML. 6 0CICT 1 EEBR L, RISTHEE. RINEEMEZERET
BB L. K1 5mlzMABBET FILICTHE (15mlx1) Lk, AEEB%EK
B (15mlx1) %, SEFRIEK, ROWTEKFRES M) YV LOIETHK - &
Bg, BETICTREEZEEL. HEOBEMYO0. 9 3galEREREE LT
Bleo COBDIETILRDZBEHEITIZERL, TOFEFROIRICAWVE
MR 146.0~149,0C
"H NMR (CDCls, Me,Si, 300MHz) &§8.52 (d, J=2,1Hz, 1H), 7.88 (d, J=2.1
Hz, 1H), 7.8-7.85 (m, 2H), 7.65-7.8 (m, 2H), 5.3-5.5 (m, 1H), 3.95-4,
2 (m, 2H), 1.55-1.8 (m, TH),

T#E3I; N-[2—(5—-7O€E—-3—/0pEYYv—-2—-4a))—2—7
WAOTFIITHIA X FORE

N—[2—(5—-70F—-3—/70AKE)YY—2—q)L)—2—-kROx>
IFINIZHNAZITRO30OmgDT/O0XY Y 3nBEBRICER(2—X bF
SIFIVITI/YNT7—M)7)A) K80 8mg%AE T L., WFRTHE.
6 0OCICTIRAEB®H LE, RWTRIGEEMEEREZTTHDL., EX(2 -
AMFOITFIVTI/ BN T7—HMYTILFY) RE5E40mgZzEML. BU6
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OCIKT 1 REE®R L, RLERE. RINEEWEERITHRASL. 8
REBAKFRF M) D LKAKRT Snlzma. BB FLICTHE (1 5mix1)
L. BREZKME (15mix1) %, SAMRIEK. RWTEKEERF YD
LDIETHK - #2421, BETICTAKEES L, BREYMEHBIFIL -
AFHU(1:9~2:8DFSVIVMNICTARTEY YA ILAS LY
O M5 74—ICTHREEL. BMYW700mgzEBRSRE LTEL,
AR 153.0~154,0C
"H NMR (CDCls, Me,Si, 300MHz) &8.6-8.65 (m, 1H), 7.9-7.95 (m, 1H), 7
.85-7.9 (m, 2H), 7.7-7.8 (m, 2H), 6.17 (ddd, J=47.0, 8.5, 4.1Hz, 1H),
4,55-4,7 (m, 1H), 4.0-4.2 (m, TH),
[0393] TI#4; N-[2-[3—700-5-[(4—7)407xZW)TF=)]
BYYY—2—AN]1-2=-7)0A0ITFI]IT7HILA I ROEE
N—[2—(5—-70F—-3—/70AKEY)YY—-2—4)L)—2—-2)Lb40T
FLIZHINAZTRTO0O0mMgDON, N-FAFIIKRI LTI RInliFRICN) T
FITIv276mg, 1 —IFZIL—4—2)AORYE285mg, IV
1£8R(1) 6 OmgR U2 /O ER(MNY 7T ZIVRR T 4 )NS5 T L(II) 6
AmgESRINL., BEFEST. 8O0CICT2BMBRLE, RBERE. K
INEEMEERF TS L. BIBAETVEZDLKEBERT OnlzimL.
FEER T FI)LICTHIE (1 0mlx1) L7, BHREZBEMEBIEK, RV THEKE
BT b)Y LDIETHIK - 52i8%. BETICTAEEZEE L, REYEE
BIFIL—AFHY(0:10~1: 9075V MNICTAETSEY YA
FIWASLIOX NI 74 —ICTHEEL., BHMYS5 8 0ngaBEiERE L
THk,
A= 184.0~186.0C
"H NMR (CDCl,, Me,Si, 300MHz) &8.65-8.7 (m, 1H), 7.8-7.95 (m, 3H), 7
.7-7.8 (m, 2H), 7.5-7.6 (m, 2H), 7.0-7.15 (m, 2H), 6.22 (ddd, J=48.7,
8.5, 4.1Hz, 1H), 4.55-4.75 (m, 1H), 4.05-4.25 (m, 1H),
[0394] TI#&5;2-[3—-/mA-5—-[(4—-7407z)L)TFIL]IEYY
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[0395]

V=2—AN]-2-D)LAOTFILTIVOEE

N—-[2-[3—200-5-[(4—704A07zZ)L)TFZNIEY DY
—2—AN]-2-T)0FA0TFI]ITHZILAIRE80mgDITH /—JL3ml
BRICE RS Y—KMP1 1 OmgZ /ML, ERICT2IFEBH L. K
HIEfER. RNBEEWICREFKEAKRT M) D LKARSnlZMA, BT
FILICTHE (1 0nlx1) Lk, BREZHAMEIREK. RWTEKRES ~
O LDIETEK - 82/8%, RETICTAEEZEEAL. HEOEN®3 00
IEBERIERYMEE LBk, BONEMNIIIILARZBRATI &R
. ZTOEFROIFEICAWE,

"H NMR (CDCls, Me,Si, 300MHz) &8.65-8.7 (m, 1H), 7.8-7.85 (m, TH), 7
.5-7.6 (m, 2H), 7.0-7.15 (m, 2H), 5.85 (ddd, J=47.8, 7.4, 3.7Hz, 1H),
3.1-3.45 (m, 2H), 1.57 (bs, 2H),

T#E6; N-[2-[3—70BR-5—-[(4—7)407 =)L) TF =]
By —2—AN]1-2-)0F0TFN]I-2—-(M)TIFAXFII)IN
VXTI ROEE

2—-[3—/s00-5-[(4—oNA07zZL)TFNIEYYY—2—
AN]I=2—0FATFLT7IVI 00RO NYIFLTIVE ImgDY
J0BRX5 Y 2nARIC, KBBET. 2 (M) 740X FLIRVYA
oo K86mgaiE L, MTRTHR, BRICTIREBRLL, RIET
Bk, RISESWICK 2nlA&Aayo00x9 2Tt (5mlx1) L,
BB RAMRIEK. RWTEKEET ) U LDIRTHK - &181%. BE
TICTBREEBE L e, BREMEHBEIFILI—~FH 2 (1 :9~3: 707
SYIYVMICTRET 22U ATV AS LA NI ST 4 —ICTHEL.
B4 Omga ik EBRERE L THL,

MR 141,.0~143,0C

TH NMR (CDCls, Me,Si, 300MHz) &8.64 (d, J=1.7Hz, 1H), 8.47 (dd, J=4.
8, 1.7Hz, 1H), 8.12 (dd, J=8.2, 2.0Hz, 1H), 7.85-7.9 (m, 1H), 7.5-7.6
(m, 2H), 7.3-7.4 (m, 2H), 7.15-7.2 (m, 1H), 7.05-7.1 (m, 2H), 6.13 (
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[0396]

[0397]

ddd, J=46.7, 6.5, 4.1Hz, 1H), 4.1-4.45 (m, 2H),
& 8
2—/s00-N—-[2-[3—-700-5-[(4—7)4A07xZ))TF=
LVIEY Sy —2—4117aL]1=aF 73 R (KHERILEYNo. 3-050)
T#1;2—(5-70F-3—-/200EYYyr-2—-q)L)7FO/v=t
)L DELE
2—(5—-—70F—-3—/70pnEYyr—-2—-A4)JL)7r=rJJL1.50
gOTF RS ROTZ7SY20nUABIC, —5CICTEBBT. HY D Ltert-T7
NEY ROT1T.OMFRSERODS VBRI nlZRN, BRICT 205EB®
L7ze RWT, CORINEEBYICI—RAH V0.9 7g9%KML. BRICT
I o0 IFEBREREL 2, RIBTERER. RINEEMWICK3 Onlzinx B
BT FILICTHIE (256mlx2) L., BEEZHEKSE (20mlx1) #. £
FEEK, RWTEKREF M) Y ADIBTHK - 8&22%. BRETICTRE
EBEL, BREBMEHBIFIL—~FH2(5:956~15:85075Y
IVMIKTBRETZ V)AL ASLYOR NS 7 4 —ICTHREL. BY
1.3 8gxBEmEMKMEL LTHFL,
"H NMR (CDCls, Me,Si, 300MHz) &8.58 (d, J=2.1Hz, 1H), 7.88 (d, J=2.1
Hz, 1H), 4.43 (q, J=7.2Hz, 1H), 1.67 (d, J=7.2Hz, 3H),
T#2;2—(5—-7O0E-3—/s00)Yy—-2—4)L)—1-—7ON
VT IVDELE
BRFEESTO2—(5-7O0F-3—-s00EyYv—-2—1))7Fan
V=R 1.38gdT o/ OOXY Y 20mBAKIC, —4 OCICTEBHT.
JAYTFILNTIIZILER) ROT.OMAFHVRK 6nls 2 09Hh
FTETL, BFERTH, BREICTIREEBRLE, RWT, RINEEY
ZERITHEREL. KABBRTOEREAVVLFN) VA (OYP TIE
) BFIAKARS OmUISIET L, MTRTHE, EBRICTISHIC FEBRZ
e L7z, RIGEMER. RINEEYME2 /700X 4 iIcTHE (50mlx2)
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[0398]

[0399]

L. BBEZA/EKSE (20mlx1) &, BETFICTEREZEE L, BEY
AEEETFILI OmUTEMAE L. 1 NIERERKAR 1 OnlIC T L, KEIC
10OEE%KERIEFT M) DLKAREZRMLTpHT4 & LR BRI F
3 0mlUTTHIE Lz, BREAZREMEIEK, ROWTHEKRES M) YLD
IETRK - Bz1@%. BETICTREABEL. HEOEN® 1. 049%7K%8
BHAMEE LTEL SONENYMIRISABRHETI &AL, %
DEFERODIRICAWE,
"H NMR (CDCls, Me,Si, 300MHz) &8.50 (d, J=2.1Hz, 1H), 7.80 (d, J=2.1
Hz, 1H), 3.35-3.45 (m, 1H), 3.05-3.15 (m, 1H), 2.85-2.95 (m, 1H), 1.2
0 (d, J=6.6Hz, 3H),
TE3;N-[2—(5—-7OE-3—/s0pEYY Y—-2—4)L) 7Ol
1AW REE—tert— T FILDELE
2—(5—-70F—-3—-/00EyYry—-2—q)—1-7anryr7Iv
1.04gRUGRNYIFILFTIV0.63g0ToOXF Y1 OnlAKRICTR
By —tert—7FIJL1.08gxARML. ERICT1RERIE L, RIBTHE
%, BETICTAKEZBEL., BEYWEHBRIFIL—~FH2(5:95~1
5:85DIUSYVIVMIKTAETZY)ATSNVASLIORNI ST 41—
ICTHEL, B, 0592 EEMIRMEE L TR,
"H NMR (CDCls, Me,Si, 300MHz) &8.51 (d, J=1.8Hz, 1H), 7.82 (d, J=1.8
Hz, 1H), 4.86 (bs, 1H), 3.55-3.7 (m, 1H), 3.4-3.5 (m, 2H), 1.41 (s, 9
H), 1.21 (d, J=7.2Hz, 3H),
T4 ; N—-[2-[3—/O0O0-5-[(4—7)AB7z=)L)TF =]
)oYy —2—a0]170ENIANNE REE—tert— T FILDEGE
N—[2—(5—-70OFE-3—s0B0EYYY—2—q)L)y7OENLIAILN
T RE—tert—T7FI1.0gDN, N-UAFIKRILLTI R InlBEBRICKY
IFIFIVE34mng, 1 —IFZJ—4—TN0AARVYEV 44 Tng, T
DRI 1 0 9mgk U2 /O ER(MNY T T ZIRRT 4 )INZ T L(]
IDD100mg&EHML. BRFHSKT. 80CICT 1 2BEIBHLE, RIG5
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[0400]

[0401]

fEk. RINEEMEZERITHRSL. BRRIET7T VY EZD LKAR Onl%
AL, BT F)LICTHIE (1 0nmlx1) Lk, BREZEFMEBIERAK, R\
TEKGE ST ) D LADIRTHIK - 521@%. BETICTREZEBELE, &
BYEHBIFILI-—~FHU(1 :9~2:80F/5YITY MNIKCTERT S
SUATFNASLIAR N TS T4 —ICTHEEL. BHNY4 8 Ong% BEH
EIAME & L TE L,
"H NMR (CDCls, Me,Si, 300MHz) &8.56 (d, J=1.8Hz, 1H), 7.96 (d, J=1.8
Hz, 1H), 7.45-7.6 (m, 2H), 6.95-7.2 (m, 2H), 4.91 (bs, TH), 3.6-3.75
(m, TH), 3.50 (t, J=6.3Hz, 2H), 1.41 (s, 9H), 1.24 (d, J=6.7Hz, 3H),
T#E5;2-[3—-/00-5-[(4—7)407zZL)TFZN]IEY Y
V=2—AN]1-1-TanvrFTIroEE
N—-[2-[3—200-5-[(4—704A07zZ)L)TFZNIEY DY
—2—A)L17AENIANNZ REE—tert—TFIN 48 0mgdDT /OO A%
YImUGSRICHN) ZI0A OB InlZRmML., ERICTIERHLE, K
IERER. METICTAEEZEE L, REWICREMREKET MY U LKE
W1 OmlZMAFBT FILICTHE (10mlx2) Lk, BREZHEKE (
10mlx1) . SEAIRIEK, ROTEKREET MY I ALADIETHK - &2181%
CIBETIKTABEEELE L. HEOEMNY3 8 Onga2 B ERIERMES LT
Bl BONLEMNMIZISAZRBREEITI &ML, ZOEFROIRIC
W=,
"H NMR (CDCl,, Me,Si, 300MHz) §8.55 (d, J=1.7Hz, 1H), 7.79 (d, J=1.7
Hz, 1H), 7.45-7.55 (m, 2H), 7.0-7.15 (m, 2H), 3.55-3.7 (m, 1H), 3.2-3
.35 (m, TH), 3.05-3.2 (m, 1H), 2.59 (s, 2H), 1.31 (d, J=7.2Hz, 3H),
T#E6;2—708—-N-[2—-[3—-/0A-5—-[(4—7)lF07zx=
WIFZNIE) DYy —2—4)0]170EL]I=ZaF VT I ROHE
2—-[3—/s00-5-[(4—oNA07zZL)TFNIEYYY—2—
ANI-1-7a722120mgRGN) TFILT7I63mgDy 00
A& 2nBRRIC, KABHRT. 2—/s00=aF=/)by0Y) K8 8mg% ik
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[0402]

mL. WFERTH, BRICTIREERLE RIETREER. RINEEYWICK
2olaEMA, PO/RAXSICTHE (5mlx1) Lk, BRE%HIEIEK
 ORWTHEKRREES )Y LDIETHEIK - 82/2%, RETICTAKEZEEL
Too BEBMEFBIFIL-—~FHU(1:9~3 :TOJVSVIVRNICTA
BT22)ATNAZLIATNTST74—ICTHEEL, BHYT7 4ng% 18
BERs L T8k,
A&=129.0~130.0C
"H NMR (CDCls, Me,Si, 300MHz) &8.56 (d, J=1.7Hz, 1H), 8.42 (dd, J=4.
8, 2.0Hz, 1H), 8.09 (dd, J=7.5, 2.0Hz, 1H), 7.79 (d, J=1.7Hz, TH), 7.
45-7.55 (m, 2H), 7.25-7.35 (m, 2H), 7.0-7.1 (m, 2H), 3.8-4.0 (m, 3H),
1.34 (d, J=6.5Hz, 3H),
a9

—2—AN]-2—AFNTOEN]I-2—(MN) ZIAQXFIL)RV XTI
N (ARFEBR{LE%No. 1-059)
T#1;2—(5—-70F-3—/s00BY)YY—2—-q)L)—2—XAFI)
i n AR 2l YD IO E-- 3
2—(5—-70F-3—700EY)YY—2—A4)T7E,=KYI1.50
gOF S EROTZSY20mUAKIC. —5CICTEBET. AUV Ltert-7
FFRD1T.OMFASEROTZSVAKT 3. 6nlafiiN. BEEEICTI
OEB#H L, RWT, CORINEEWICI—RFASV1.949%RmML
CERICTISIC T EBRA#G L, RISTREEZ. REESYICKS On
lZMABBR T FILICTHE (25mlx2) Lk, BREZAHEAKE (2 Omlx
1) %, BAANEIEK, ROWTEKFEST M) DU LADIETHEK - Z218%. BE
TICTAREEZBE L, BREBYEFRIFLI-—~FH2(0:10~1:90
TSIV MICTARTZ VYAV AS LAY NI ST 1 —ICTREL
. B, 6 19 EERIRYE L L TEL,
"H NMR (CDCls, Me,Si, 300MHz) &8.45 (d, J=2.0Hz, 1H), 7.84 (d, J=2.0



WO 2018/003924 233 PCT/JP2017/023955

[0403]

[0404]

Hz, 1H), 1.76 (s, 6H),
T#2;2—(5—-70F-3—/s00BY)YY—2—-q)L)—2—XAF)
—1-=7anxv7IvosE
BERFHEKTO2—(5—-70€E-3—-/00BYYyry—-2—q)IL)—2~—
AFFONV_RNYI1.61g0ToO0Xx9 > 1 5nliERIC. —40C
ICCHEBERET. PAVIFILTFLIZOLERY RDT,. OMAFH AR 8
Enlz209MTTET L, MM THE. BIREICTT 5Bk L
RibsiEE. RIMBEEMICK3 OnlzET L., RIBEEICT3 OoBEBHRLE
BICERFTHEL, 700X 1 5nlRGEABAYDLF RN DL
(Qvyz)B) 6.7 0gZ&AML. ERICTILICIMEBRZHELL
. BMEANEL. KBIEXY/OOX4 ICTHH (50mnlx2) Lk, B
BaffEAK%E (20mlx1) &, BFMEERK ROWTEKRES M) Y LOIE
THIK - B2i%%, BETICTAEEZEEL, HEOEMM 1. 549588
KYEE L TR SONENMIIILORZBREEZTIELRL. ZTODFE
FROIFRRICAWE,
"H NMR (CDCls, Me,Si, 300MHz) &§8.44 (d, J=2,1Hz, 1H), 7.74 (d, J=2.1
Hz, 1H), 3.90 (bs, 2H), 3.10 (s, 2H), 1.44 (s, 6H),
TE3I; N-[2—(5—7OFE—-3—/700EYYY—-2—-a)L)—2—X
FAUTOENTAIANZ REE—tert— T FILOHEIE
2—(5—-70F-3—-4/00EYYY—2—A))—2—AFN—1-7F
ORYF7IV1.54gRTCM)IFIFTIVI.600OY/O00X5>215
mUBRICZRERY —tert—7FIL 1.5 0g%&RML. ERICT 1 FEEB#HL
f=o RINFEHER., RECESYICK 1 Onlamni, BT FILICTHE (20n
x2) L, BRBEHtE. BHMREK. RVWTEKKES M)V LDIET
Bk - B2igtk. METICTREEABE L, BREBMEFBRIFIL—~FH2(
0:10~3:70J73YITVMNIKTABTZY YA ILAS L OX NS
ST4—ICTHEL, BM®W 1 TngzEEHRYEE LTEE,
"H NMR (CDCls, Me,Si, 300MHz) §8.45 (d, J=2.0Hz, 1H), 7.80 (d, J=2.0
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[0405]

[0406]

Hz, 1H), 5.41 (bs, 1H), 3.54 (d, J=6.5Hz, 2H), 1,47 (s, 6H), 1.42 (s,
9H),

T4 ; N—-[2-[3—/O0O0-5-[(4—7)AB7z=)L)TF =]
By —2—A)]1-2—AFL7OENITAHIIINT REE—tert—TFILOD
&g

N—[2—(5-70F—-3—700E)YY—2—q)L)—2—-XF)L70O
EILIAHI/ISE REE—tert— T FIL 1. 0gDON, N-UAFIRIL LTI K 1ml
BRICNYIFILFZIV419mg, 1 —IFZ)—4—-2)FORVEV4
S1mg, AVAMII105mRTY 700 ER(MN) 7T ZIVRAT 4 )8
UYL TmgZzimmL. ERFESKT. 8 0CICT 28:@E1BIR L.
RIbTEE. RNEESMEEEZITHRSL. SBFELT VY EZD LKER 1
OmlzR/mMmUL., FEBRT FLICTHIE (1 0mlx1) Lk, BRE%BIEIEK
« RWTHEKIREEF 8 D LDIETHEIK - 32181%, BETICTAKEZBEL
oo BREBMEHBRIFIL-—~FH2(0:10~1: 9055V MICT
BHTBSUATINVAZLVOYNI S 74 —ICTREEL. B 1. 09%
BEERE LTEL,

AE70.0~73.0C

"H NMR (CDCls, Me,Si, 300MHz) &8.51 (d, J=1.7Hz, 1H), 7.75 (d, J=1.7
Hz, 1H), 7.45-7.55 (m, 2H), 7.0-7.15 (m, 2H), 5.44 (bs, 1H), 3.55 (d,
J=6.8Hz, 2H), 1.48 (s, 6H), 1.42 (s, 9H),

I#5; 2-[3—s00-5—-[(4—7)407xzZ)TFZIIEYY
v=2—AN]1-1-Fansrvr7TIrnsE

N—[2-[3—700-5-[(4—7)407zZ))TFZNIEY DY
—2—AN]-2—AFNTOENIAI/NI RBE—tert—TFIL 1. 0gDY
08X 25nERICN Y ZIAOFB3nlzAmL. ERICT1REE
B L, RIGERE. BETICTEEREEZEEL. BBEYMICHMKEBKET b
) LAKERT OnlENA, BEERTFILICTHE (1 0mix2) L, BHE
EHEAE (1 0mlx 1) %, SEMEIRK, ROWTEKRE S ) I LDIRET
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[0407]

[0408]

Btk - g4tk METICTAEEZEEL. HEOBEMNY 7 8 Omg% BBt
ELTRE, BONENMIEIOAZBRAEITI &ML, TOEERD
TRICAW,

A 60.0~62,.0C

"H NMR (CDCl;, Me,Si, 300MHz) §8.51 (d, J=2.0Hz, 1H), 7.79 (d, J=2.0
Hz, 1H), 7.45-7.6 (m, 2H), 7.0-7.15 (m, 2H), 3.26 (s, 2H), 1.57 (s, 6
H),

T#E6; N-[2-[3—70BR-5—-[(4—7)407 =)L) TF =]
BYYry—2—qL]-2—XFL7OEN]-2—-(R)Z)LA0XFI)R
VXTI ROEE

2—-[3—/s00-5-[(4—oNA07zZL)TFNIEYYY—2—
ANI=1-7anRvF7Iv26 0mgRGMNYIFILTIVT130ngdDY o0
OX &Y 2n08RIC. KASBHET. 2— (M) TALFOXFIVIRVI ALY
OY K21 6mg&RmML, EFERTHR, BRICTIREEBRLL, RISTRE
%, RIGEE®ICK2nlERNLY 700449 ICTHE (5mlx1) Ui,
BB EZHENMEBIEK. ROTEKEET M) Y LOIETHEK - 52/2%. RBE
TICTBREEBE L e, BREMEHBEIFILI—~FH 2 (1 :9~3: 707
SYIYVMICTRET 22U ATV AS LA NI ST 4 —ICTHEL.
B2 1 8ngx BERERYMEE L THk,

TH NMR (CDCl;, Me,Si, 300MHz) §8.44 (d, J=2.0Hz, 1H), 7.77 (d, J=2.0
Hz, 1H), 7.65-7,75 (m, 2H), 7.45-7.6 (m, 4H), 6.95-7.15 (m, 3H), 3.89
(d, J=6.5Hz, 2H), 1.58 (s, 6H),
a1 o

—2—AN1o07OBLIXFLI-2 (MY TZLFAAXFIIRVIT I
K (ARFBA1L & ¥No. 1-060) .

IT#1; N-[[1—(56—-7OE-3—/70O0) > —-2—-4)L)>/0O
TOENIAFIVIAIINZ RBB—tert— T FILOEGE



WO 2018/003924 236 PCT/JP2017/023955

[0409]

[1—(56—-70F-3—700EVYY—2—4)L)>o070EILIAF
WT7IVA462mgRGRNYIFINTIV269mgDT o O0X% Y 5EnliAk
ICZRBBY —tert—T7FIL5 7 8mgZRINL. ERICTIFERBR LA, K
hEfER. RIGESWICKTI OnlazmaysOoOx 4 Tl (1 0mlx2
) L, BE% HEREMEIERK, RWTEKRES NY D LADIETHK -
BIR%. BETIKTAEEZEE L, BREBMEHBIFIL—~FH2(1:9
~3:TOTSPIVMNICTERTSDY U ATINVAZLYVAR NI ST 14—
ICTHRSE L., BMY4 9 8mgx AR E LTEE,
AE81.0~82.0C
"H NMR (CDCls, Me,Si, 300MHz) &8.47 (d, J=2.1Hz, 1H), 7.83 (d, J=2.1
Hz, 1H), 4.78 (bs, 1H), 3.38 (d, J=6.0Hz, 2H), 1.33 (s, 9H), 0.9-1,05
(m, 4H),

T#E2; N-[[1-[3—/00-5—-[(4—7)4O07 =)L) TF=I]
BYYYy—2—a401>0070ENIXAFIVIAINIINE REE—tert— T FILOD
B

N—[[1—-(5—-7RAE-3—-s00EY)YY—-2—4)L)¥sO7OENL]
AFIWNIAIIINE REE—tert—TFIL4A 50mgDN, N-U X FILFRI LT IR
3mBBKRICMN YT FILFTIV380mg, 1 —IF-)I—4—7)LFAORVE
v224mg, AV 7 1mgRyoO00BR(MN) 72 ZIVRAT 1Y)
NRSIYL(II)8 TmgZR/ML. BRFEKT. 6 0CICTIRKEBILE
o RIGSEMER. RINEGHMEERETHRS L. BFBBTF/L 1 Onl R UEEFIIE
C7VEZVLKAER OnlzRmmL. BREZSEL. KEIEEEITFIL
WCTHIE (1 0mlx2) L7, B¥E% 4t CTRIEIEK, RV TEKEEET
N LDIETHIK - 8218%. BETIKTAEEEE L, REMEEBRT
FI—AFHU(0:100~15:85DF>STTY MNICTEETZVY
ATNASLIAR NI S 74 —ICTHREEL, B4 0 TngaBiEas
LTHEL,

A& 103.0~104.0C
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[0410]

[0411]

"H NMR (CDCl;, Me,Si, 300MHz) &§8.52 (d, J=1.8Hz, 1H), 7.77 (d, J=1.8
Hz, 1H), 7.45-7.55 (m, 2H), 7.0-7.1 (m, 2H), 4,83 (bs, 1H), 3.41 (d,
J=5.7Hz, 2H), 1.34 (s, 9H), 0.95-1.05 (m, 4H),

TE3;[1-[3—70B8-5-[(4—-7)I407 =) TF=I]IEY
Ty=2—AN]1oO7OELIAFLT IV O8NS

N—[[1-[3—-/700-5-[(4—7)407zZ))TFZ)IEY DY
—2—A4N1>o070BENIXAFIVIANINE REBE—tert— T FIL4 O OmgdD
T/O0Xx8gryenlERIC, KA\E®HET. M) TAFOEE2mlZRMmL.
RWTERICT 1 BEBREHME L, RIGTEER. BETICTAELEE
L. BEBWICEMKEEKRF M) D LKART OnlEx, BFEBTFILICT
#HE (10mlx2) Lk, BBBEHFETKSE (1 0nlx1) %, BFEIERK
 ORWTHEKRREES )Y LDIETHEIK - 82/2%, RETICTAKEZEEL
. EEOBENY 3 3 TngEBEMIERME S L TEL, Boh/BENYIEX
LIRBEHEETIIERL, ZOETROIBICA W,

"H NMR (CDCls, Me,Si, 300MHz) §8.55-8.6 (m, 1H), 7.75-7.8 (m, TH), 7
.45-7.55 (m, 2H), 7.0-7.1 (m, 2H), 2.75-3.25 (m, 2H), 1.47 (bs, 2H),
0.95-1.05 (m, 4H),

T#E4 ; N-[[1-[3—-200-5—-[(4—7i740 7)) TF=I]
BTy —2—a01>o070ELIAFIVI-2—( ) ZILFEOAFIV)NR
VXTI ROEE

[1-[3—/p0Ba-5-[(4—7i407z=)TF=IIEY TV -2
—AN1oa7aENIXFLTIV1I T 0OgRCN)ITFILTIV5 6mg
OTyOaXxsvenll, KaE®HT. 2— (M) 7)LAaXFIL)NRY YA
oY) RO9mgZzE T Lz, MM THER. ERICTITEEBRLA. RIG
TiEE. RIEEWICK 2nR/INL,. 200X 4 I THE (5mlx1) L
Too BMBEBEMEBIRK, RWTEKRET MY Y LDIETHK - 82121,
BETICTAREBE L, BBWMETA4Y7OELI—FIL1 0nliZTH
L. BRI 0 TmgzfBtaigaime L TEk,
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[0412]

[0413]

A 148.0~150.0C
"H NMR (CDCls, Me,Si, 300MHz) &8.49 (d, J=1.8Hz, 1H), 7.81 (d, J=1.8
Hz, 1H), 7.65-7.7 (m, 2H), 7.45-7.6 (m, 3H), 7.4-7.45 (m, 1H), 7.0-7.
1 (m, 2H), 6.19 (bs, TH), 3.73 (d, J=5.1Hz, 2H), 1.05-1,15 (m, 4H),
=%
N—[2-[3—700-5-[(4—7)407zZ))TFZNIEY DY
—2—AN]=1—=XFIITFI]I-2—(MNI)T7IAOAFILIRVIT IR
(AFEBBEE%INo. 1-061)
I#1;5-70F-3—/s00—-2—(2—-=hA-1-7ORZ)E
)y s
5—-70FE-3—-700EaYLT7ILTER2. 069k —TFILT7I
Y1.009DMLIV 1 OnlBKRE., T14—VAY—VEERWTHHRK
LA S, 2EEERBR I, RWT, BETICTAREEEL, BE
MICERER 1 Oml RO = hOT4H > 1.05g5&5%KML. 100CICT4 04
B L RbEREE RISEEYMEERITHS L. K3 0nlzmx TEE
BIFLICTHE (560mlx2) Lk, BREZHFE. BAMEBERAK, RWTE
KRR F M) D LADIATHEIK - B21&%. BETICTAHEZEE L, BEY
EERRTIFIL—AFH (3 : 97)NICTRETZ VY ASLASLZOT
TST74—ICTREL, BM#O0.7 6958BBERE LTEL,
ms44.0~50.0C
"H NMR (CDCls, Me,Si, 300MHz) §8.65 (d, J=1.8Hz, 1H), 8.25 (s, 1H),
7.96 (d, J=1.8Hz, 1H), 2.67 and 2,66 (s, 3H),
T#2;5-70F-3—s00—-2—(2—=kA7aELEYI VD
&g
5—7AO¥-—-3—/00-2—(2—=—hra—1-arRz))EYI 1
56mgD X%/ —JL 1. 5nliAKIC, KABBHT. KREEIFESFMNIDTLS
Emg% RN LEIRICT 6 IsEIBIE L, RISTHER. RINEEWICKEnl%
AL, FFERTFIILICTHIE (1 0mlx2) Lk, BEEZHFE. BAMEBEK
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[0414]

[0415]

 RWTHKEREET M) U LDIETHK - 248, BETICTAREEEL.
FEEOERNY1 2 0nga BHEMBRME L L THL, §5NENYIRTS
BBEEEITOEBRL, TOERFEROIRICAHW .

"H NMR (CDCl;, Me,Si, 300MHz) §8.38 (d, J=2.1Hz, TH), 7.76 (d, J=2.1
Hz, 1H), 5.1-5.25 (m, 1H), 3.62 (dd, J=16.5, 8.6Hz, 1H), 3.11 (dd, J=
16.5, 5.2Hz, 1H), 1.599 (d, J=7.0Hz, 3H),
T#£3;2—(5—-7O0F-3—700BY)IY—=2—4)L)—1—XAF)
IFILTIVDEE
5—7O—-3—/00-2—(2—=ka7o)EYT 1 20mg%k
A& —=)b—K(2 : 1) EERE3InUTARL, BETFVEZTUL138nmg
ROBITET7 2mgaRMNL. 7 5CICT 1 6BREEBHRL L, RIGTEE.
RISEEMEERETHAL. 254 MERICTRANERE LK. BRI
TICTBEEEZBE L, BEMADIFILI—FTI/IL1 OnUTEEEL. 1 NIE
BRKAR 1 OmUIC THIE L7z, KEICT NKER{EF MY D LKAKRE P H 1
4 ERDZETRIMLAE, BFBBT FLICTHIE (30mlx2) Lk, BHREA
. SBMBREICRWVTEKTEST MY D LDIETHK - B21&%. BETIC
TREZEEL. HMEOENY8 6mgz HEMEERYE L L T/EL, 851N
EMMIEISRBBEEETO &R, TOEFRODIEBICHWE,

"H NMR (CDCls, Me,Si, 300MHz) §8.50 (d, J=2.1Hz, TH), 7.82 (d, J=2.1
Hz, 1H), 3.4-3.55 (m, 1H), 2.98 (dd, J=14.4, 4.9Hz, 1H), 2.85 (dd, J=
14.2, 8.1Hz, 1H), 1.76 (bs, 2H), 1.18 (d, J=6.4Hz, 3H),

T84 ;N-[2—(5—7O0F-3—/70BEYYY—2—q4)L)—1—X
FIVIFILIAIIINEZ REE—tert— T FILDEIE
2—(5—-70F-3—-/00EBYYY—2—AI)—1—XFIITFILT
IVS8OMRUNYIFIATIVA2ngDT 7 O0OX% Y 1 nUBRICZREE
T—tert—TFI 9 ImgaERML. BERICTREBR L, RDTHEE.
BETICTAEZBEL. BRBYMEHEIFIL—~FH2(2:8~4:60
TJSIVIVMIKTARTZ VY AFIVASLIOR NI ST 1 —ICTHREL
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[0416]

[0417]

. BT Ang EERBRBRYE L L THEL,

"H NMR (CDCls, Me,Si, 300MHz) &8.48 (d, J=2.0Hz, 1H), 7.81 (d, J=1.7
Hz, 1H), 4.92 (bs, 1H), 4.0-4.3 (m, 1H), 2.9-3.2 (m, 2H), 1.36 (s, 9H
), 1.21 (d, J=6.5Hz, 3H),

TS5, N-[2-[3—/7O00-5-[(4—7)AB 7)) TF=I]
EUIY—2—AL]1—1—XFIIFIVIAININI RB—tert— TFILOH
&

N—[2—(5—-70F-3—2700EY)IY—2—A4)—1—XFIITF
JWIAIINE REE—tert— T FIL350mgDN, N-U X FIJLFRI LT I R 1ml
BRICNYIFILF7IV1562mg, 1 —IFZ)—4—-oiAarRvEr 1
56mg, V(I3 8mgK*Y I/ OOER(MNY T TZINERRT 1 V)INT
UOLD)5 6mgzERML. BRFEKT. 80 CICT2KEBH LE, K
iR, RIGEAMEEEZITHRA L. SBFBLET7 Y EZ TV LKABKT On
lZ3ARmL. BT FILICTHE (1 0mlx1) L, AEZBINRIEK,
RNTHEAKTEST M) Y LADIETHEK - &21&%. BETICTREEABEELE
o BEMAEMRBIFIL-—~AFHU(0:10~1:9055TY MICTEA
HIT22YATINASLIORKNT S 74 —ICTHEEL, B2 6 Omg%
BEERE LTEL,

Ms117.0~119.0C

"H NMR (CDCls, Me,Si, 300MHz) &8.54 (d, J=1.7Hz, 1H), 7.76 (d, J=1.7
Hz, 1H), 7.5-7.55 (m, 2H), 7.1-7.0 (m, 2H), 4.85-5.05 (m, 1H), 4.1-4,
3 (m, TH), 3.09 (d, J=6.8Hz, 2H), 1.37 (s, 9H), 1.21 (d, J=6.5Hz, 3H)

TI#6;2-[3—/s00-5—-[(4—7/i407xzZ)TFZIIEYY
V=2—=AN]-1—AFLIFILTIVOEE

N—[2-[3—700-5-[(4—7)407zZ))TFZNIEY DY
—2—AN]—1—AFIIZTFIN]IAIN/INI REE—tert—TFIL 26 OmgD
200X 4 Y 2nUARIC, KAEBET, M) 7 A O InlzR/mL. R
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WTERICT 1 BEBHRE#E LA, RIGEER. BETICTREELEEEL

. REBEYICHEMKEEKRT M) U LKEET OnlZRML., BT FILICT
#HE (10mlx2) Lk, BBEEMHFE. K% (10nlx1) %, SFBIERK
 ORWTHEKRREES )Y LDIETHEIK - 82/2%, RETICTAKEZEEL

. EEOBEMNY2 5 OngZBEMIERNE S L THEL, Boh/BENYIEX
LIRBEHEETIIERL, ZOETROIBICA W,

"H NMR (CDCls, Me,Si, 300MHz) &8.45-8.5 (m, 1H), 7.8-7.85 (m, TH), 7
.5-7.6 (m, 2H), 7.0-7.1 (m, 2H), 3.55-3.95 (m, 1H), 3.26 (d, J=8.5Hz,
2H), 1.65-1.85 (m, 2H), 1.51 (d, J=6.5Hz, 3H),

[0418] T#7 ;N-[2-[3—-/00-5-[(4—2)407x=Z))TF=)]
BSOS =2 —AN]-1—XFLITFN]-2-(MN)TNFAXFI)INRY
X7 ROELE

2—-[3—/s00-5-[(4—oNA07zZL)TFNIEYYY—2—
AN]I—1—XFILIZTFILFTIVESOMGRTMN)IFIFIVE ITngDT 0O
OX &Y 2n08RIC. KASBHET. 2— (M) TALFOXFIVIRVI ALY
O K8 7mgEiE T Lz, MT# TR, ERICTIHERRLA, RIGTH
%, RIGEEWICK20mIML, 700X 9 2ICTHE (5alx1) Lk,
BB RAMRIEK. RWTEKEET ) U LDIRTHK - &181%. BE
TICTAREZBE L, BREBYEHRIFIL-—~FH2(1 :9~3: 707
SYIYVMICTRET 22U ATV AS LA NI ST 4 —ICTHEL.
BH 7 2ngzikmeiERes LTEL,
A 139.0~141.0TC
"H NMR (CDCl;, Me,Si, 300MHz) &8.49 (d, J=1.8Hz, 1H), 7.80 (d, J=1.8
Hz, 1H), 7.6-7.7 (m, 1H), 7.4-7.65 (m, 6H), 7.0-7.1 (m, 2H), 6.7-6.8
(m, 1H), 3.15-3.3 (m, 2H), 1.33 (d, J=6.7Hz, 3H),
[0419] &I 2
N—-[2-[3—200-5-[(4—704A07zZ)L)TFZNIEY DY
—2—AN]-2 =X bFFI—1-XAFIITFN]I-2-( ) TNFAXFI
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[0420]

[0421]

IRV ZT IR (RFEBR{LEYNo. 1-066)
I#1;5-70F-3—s00—-2—(1—-XArF>¥—-2—-=—bO7/Oor
IWEY T EhE
AERBIT1TOIR/NICTEELLS-T7O0E—-3—/s00-2—(2—-=+
O—1—-7Aaxz)\EYT>760mgd LI > 1 OnBARIC, KABRT
. 28EBEDTM)ITLARNFURAY ) —IVEKR2. 19g&8 A%/ —I)L3ml
ICTHRRLTET L, FRREICTI OSBRI LE, RIBEEE. RIGE
EMICEHER 1. SmlRTK 1 OnlZR/mL, 700X Tt (3 Oml
x1) Lk, BMBAEBMBEK ROWTEKKREST MY LDIETHEK - &
Bk, BETICTAEEZBE L, BRBYEHBIFIL—~AFH(3:97
WoTBRHET DY UASNASLIORNT S 74 —ICTHE L. BHNY6 8
3mg & MEHRME & L TR
"H NMR (CDCls, Me,Si, 300MHz) §8.67 and 8.64 (d, J=2,1Hz, 1H), 7.95
and 7.91 (d, J=2.1Hz, 1H), 5.35 (d, J=6.3Hz, 1H) and 5.30 (d, J=9.6Hz
, MH), 5.1-5,25 (m, 1H) and 5.04 (qui, J=6.6Hz, 1H), 3.36 and 3.27 (s
, 3H), 1.69 and 1.29 (d, J=6.9Hz, 3H),
T#2;2—(5—-70F-3—/700EYYYy—2—-Aq)L)—2—XA+F*
V=1 = XAFIIFITIVOEE
5—-70€—-3—/700-2—(1—-Xr¥>¥—-2-—=—btO7OoE)EY
JU340mgEXY ) —IL—K(1 : 1) ESEEAnUTABEL, BT VE
= L350mgRGETERT 8 2mgZRML., ERICT3I 04, RWT. 6
BCICTT. 5s@ElBR LA, RibTRE. RISEEWEERITHRLL, &
4 MEBICTREYERE LR, RETICTREEZEE L, REYE
JIFII—FI3OnUIERL., 1 EEREMKEKR2 OnlIC THE Lk
o KEBICREFKEEKERF ) D LKEBER2 OnlzimL TEEME L.,
HEeTF)L 1 O OmLICTHIE L7, BB ZRFMRIEK, RWTEKRE S
MUY LDIETHEK - 8&242%, BETICTAEAZEEL. AR OEMN®20
OmgZ B EMRMEE L TRk, BONENMIEIILARIBRAITI L
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[0422]

[0423]

B, FOEFROIFRICAHAWE,

"H NMR (CDCl;, Me,Si, 300MHz) &8.66 and 8.65 (d, J=2.1Hz, 1H), 7.88
and 7.87 (d, J=2.1Hz, 1H), 4.58 (d, J=5.7Hz, 1H) and 4.46 (d, J=7.5Hz
, TH), 3.30 and 3.27 (s, 3H), 3.25-3.45 (m, 1H), 1.12 and 0.93 (d, J=
6.6Hz, 3H),

TEE3I; N-[2—(5—7O0F—-3—/70B0EYYY—2—q4)L)—2—X
NFY—1 = AFIITFIININZ REE—tert— T F I DEIE

2—(5—-70F-3—/00EYYY—2—AI)—2—XFFI—1—
AFLNIFILFIVIOOMgRUE) T8 0mgdy - O0X%Y Y 2nLEK
ICZREEY —tert— 7 FJL 1 7 8mgZ /ML, ERICT3 OB L,
RGFER®Z. RGBEMWICKI OnlzmA, o004 icTiE (1 0m
1x2) L7, BEEBEHE. BHMBEK KOWTEKHRES M) VLDIET
BRK - B2, BMETICTREABEE L, BREBWEHBIFIL—~FH2(
2:98~20:80075VIVMNIKTABTZIY) A ILAZLYZOR
NTST4—ICTHEEL., B2 0 OngAEERRMES LTEL.

"H NMR (CDCls, Me,Si, 300MHz) &8.65 and 8.59 (d, J=1.8Hz, 1H), 7.87

and 7.85 (d, J=1.8Hz, 1H), 5.31 and 4.85 (d, J=8.1Hz, 1H), 4.75 (d, J

=4.2Hz, 1H) and 4.67 (d, J=2.4Hz, 1H), 4.0-4.3 (m, 1H), 3.53 (s, 3H),
1.42 and 1.26 (s, 9H), 1.32 and 1.05 (d, J=6.6Hz, 3H),

T4 ; N—-[2-[3—/O0O0-5-[(4—7)AB7z=)L)TF =]
BYIY—2—AN]-2—X b FP—1—=AFILIFNIAI/INI REE—ter
t— 7 FILDELE

N—-[2—(5—-7O0FE-3—/700EY)YY—2—A)L)—2—AFI—
1 —XFITFIINIIIINI REBE—tert—TFIL2 7 2mgDN, N-2 X FJL iR
WALATIRInEBRICN)ZFLTZEI109mg, 1 —IFZIN—4-T)
ZAXYEY109mg, IVAMEI 2 7Tngkvy /o (MN) 7 =)L
RRAT4)NZTILAD25mg%ERML. BRFEKT. 80CICT2H
BE# L. XWT22O00ER(MY 72 ZIVEKRR T4 2)R5 T L(ID) 4
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[0424]

[0425]

2mgZ&BIN L. I 5IC1 IFEBRA#E L, RibTRE RIGEEYEE
BETHAL. BNELETVEZDLKAR OnlaERML, BRI FILIC
THIH (1 0mix1) Lk, AHEZRFREK. ROWTEKREF M) DL
DIETHIK - B4k, BETICTAEEZBE L, BEDERBRITFIL—A~
FHU(0:10~1:9DFSVIVMNICTRETZYVATFLNAS LY
O NS5 T74—ICTHEL. BN®2 2 Ong% B ERIERME S L TEL
"H NMR (CDCls, Me,Si, 300MHz) §8.69 and 8.64 (d, J=2.0Hz, 1H), 7.80
and 7.78 (d, J=2.0Hz, 1H), 7.45-7.55 (m, 2H), 7.0-7.1 (m, 2H), 5.35-5
.5 and 4.85-4.95 (m, 1H), 4.75-4.85 and 4.15-4.3 (m, 1H), 3.36 (s, 3H
), 1.43 and 1,29 (s, 9H), 1.32 and 1.06 (d, J=6,8Hz, 3H),
T#E5;2-[3—-/00-5-[(4—7)407zZL)TFZN]IEY Y
V=2—AN]=2 =X ET— 1 —AFIIFILTIVOEE
N—-[2-[3—200-5-[(4—704A07zZ)L)TFZNIEY DY
—2—ANW]=2=AKRFT—1 =XAFIITFINININ/INZI REE—tert—TF
220mgdyrO0Xx% Y 2nUARIC. KABHRT. M) ZILAOFE 1n
lZFRML., ERICTTIFEBY L, RISRR/E. BETICTAEE B,
HEMICEMKEEKEST M) D LKEKRT OnlZ R, BT FILIC T
B (10mx2) L7, BHEAMHE. K% (1 0nlx1) %, SEMRIEK.
RWTEKREFT M) D LDIETHRK - B218%. BETICTAREEZEEL.
HEEOEMY 1 6 TngzEREMIBRNES L TEL, Boh/BENYIZX
LIRBEHEETIIERL, ZOETROIBICA W,
"H NMR (CDCl;, Me,Si, 300MHz) §8.7-8.75 (m, 1H), 7.8-7.85 (m, TH), 7
.5-7.55 (m, 2H), 7.0-7.1 (m, 2H), 4.66 and 4.52 (d, J=5.5Hz, TH), 3.3
5-3.55 (m, 1H), 3.32 and 3.29 (s, 3H), 1.84 and 1.68 (bs, 2H), 1.14 a
nd 0.97 (d, J=6.5Hz, 3H),
ITE6;N-[2-[3—/00-5—-[(4—7i407z=))TF=)]
BV —2—AN]-2 XA X1 —XAFIITFIN]I-2—-(N)DTILHF
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[0426]

[0427]

OXFIIRY XTI ROBE
2—-[3—-s00-5-[(4—oi407zZ)L)TF=NIEY DY —2—
AN]I=2—APMFL—1—AFLNIFLTIVEOMGRUP M) IZFILTIYV
38mgdT oy OO AY Y 2mUBRBIC, HABERT., 2—(MYZILFOXFIL
NV Ao K6 3mga@ T L, MR THER, BERICTIREBRLE
o RIGSTHEHR. RESESWICK Z2nURML, /00X 4 2 ICTHE (5mlx
1) L, BHEEBMEIEK, RWTEKFES Y D LADIETEK - 5218
%, BETICTABEBE L, BREYEFBIFIL—~FH (1 9~3
T DTSV IVMIKTRETSZYVATNASLIORMN ST 4—ICT
REL. BMY1 2 5mgz BERERYE S L TR,
"H NMR (CDCls, Me,Si, 300MHz) &8.64 and 8.62 (d, J=1.8Hz, 1H), 7.85
and 7.83 (d, J=1.8Hz, 1H), 7.45-7.75 (m, 6H), 7.3-7.4 and 7.15-7.25 (
m, 1H), 7.0-7.1 (m, 2H), 4.96 and 4.83 (d, J=4.0Hz, 1H), 4.75-4.9 and
4,55-4.7 (m, 1H), 3.41 and 3.38 (s, 3H), 1.48 and 1,13 (d, J=6.7Hz,
3H),
a1 3
2—s00-N—-[2—-[3—-s00-5-[(4—/00—-2—-7/.407
IZWIFZINIEY IV —2—4N]-2,2-T7)0F0O0-1—-XF)T
FNIZAF VT I RN (KFEB{EEYINo. 3-089) ,
T#1;N-[2-[3—/O0O0-5—-[(4—/O0O0—-2—7/)407x=
WITFZNIEY S —2—qN]1-2,2=U7)0F0—1 =X FIITFI]
AN REE—tert— T FILDELE
ERBISOIR2ICTHELELN-[2—(5—-7O0F—-3—/s00EYY
V=2—AN)—2,2=U7)0FO-1 =AFIITFIIHIL/INI REE—tert
—JFI1.239, NYUZFIF7I969mg, [(4—rO0O—2—-7)LF
A7) ITFZILIMNYAFILSS>83 2mg. T 9{ERI) 1 8 2mgK )
oon0aER(M)72ZWVKRR T4 V)INS I ALL)224mgDN, N-
XFIVHRIVLAT I ROnUBRICTI VLT NS TFILTFVEZDLDT.OMTF
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[0428]

FSEROTSVARS. 8nlzR/mML., EBRFEKT. 70CICTT. 56K
B L, RIbERER RNEEMEZERITRASL. SBMELET7VEZ
T LKERT OnlRUEEEE T FI)L1 OnlERINL., B¥EZDEL. KB
FEBR T F)LICTHE (1 0mlx2) L7, BREAHE. SAFELET7VEZD
LIKBRICTHE (20mlx1) &, SEAMBIEK, RWTEKREF M) VA
DIETHIK - B4k, BETICTAEEZBE L, BEDERBRITFIL—A~
FH2(0:100~15:85073YVITY MNICTAETZYYATILA
SLUOXNTZ74—ICTHEE L. B85 1mgzBtEiERE L TR
A 127.0~129.0C
"H NMR (CDCls, Me,Si, 300MHz) &8.63 (d, J=1.8Hz, 1H), 7.92 (d, J=1.8
Hz, 1H), 7.47 (dd, J=8.4, 7.2Hz, 1H), 7.1-7.2 (m, 2H), 4.7-4.9 (m, 2H
), 1.37 (d, J=6.6Hz, 3H), 1.31 (s, 9H),
I#2;2-[3-/00-5-[(4—/0B—-2—-7/)l#O7x=)L)T
FoNIEY S —2—A)]1-2,2=-Y70FA -1 —AFLIFILTIV
DHEE
KABHTON-[2—-[3-v00-5-[(4—v0oO—-2—-7,L407
IZIIFINIEY Y Y —2—A)]1-2,2-IT7)F0O0-1—AFI I
FILIHIIWINE REE—tert— T FI)L8 3 0mgDT VOO XY Y 6mlERIC MY
A OFEE2nlERML. BRICT1EEERLE, REEE%. BET
ICCAREEZEE L, REYICRHEMKEKES M) D LKSBKR OnlZNA.
HEBR T FILICTHIE (1 Omlx2) L7z, BEEAMHE. K% (1 0mlx1)
%, BRFRIEK, ROWTEKWES M) D LDIETHK - BE%. BETIC
TR ABEL, HEOENYG6 5 3mgaBaiRe LTEE, B5hiE
MMIEI SR BBEETI &R, TOEIROIRICHAW,
AE69.0~71.0C
"H NMR (CDCls, Me,Si, 300MHz) &§8.6-8.65 (m, 1H), 7.9-7.95 (m, 1H), 7
.47 (dd, J=8.4, 7.2Hz, 1H), 7.15-7.2 (m, 2H), 3.8-3.95 (m, 1H), 1.58
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[0429]

[0430]

(bs, 2H), 1.25 (d, J=6.9Hz, 3H),

I#3;2—-s00-N-[2—-[3—-/0B80-5—-[(4—/0Q0—-2-7
WAA7zZ)TFINLIEY DY —-2—A)]—-2,2=U7)FO—-1~—
AFIVIFNIZAF VT I ROELE

2-[3—/0O0-5-[(4—-/O00—-2—-7)0407zZ)L)TF=IIE
o —2—AN]1-2,2—=7)0730—1—AFIITFIFTI2131ng
DN, N-IXFIHRIVLTI R2nUBRICM) ZFILFZI 11 1mg. N, N
—OAXAFI—-4—-FI/EYTYv9Omg, 2—-/00=-2FVEL6 OmgKR VO —
(R RMY)TPYI—=IL—1—=A4J)—N,N, N N —=FrSAFILIO= A
TRV FAORZ—F1 7 6mgERML. ERICT1 6FABHLE, K
kg, RIGEESWICK2nlZRmL. BT FILICTHE (5nlx2) L
=o BEBEME. K (Snlx1) &, SEMEIEK, RWTEKRES )
D LDIETHK - B22%. BETICTARAEE L, BREWAEFBRIFIL
—AFHV(1 :9~4 : 6DYSTVIVMNICTARRETEZY)ATILAS L
A MTST74—ICTHEEL. B 1 ITngzmeiERe LT,
ME141.0~147.0C
"H NMR (CDCls, Me,Si, 300MHz) &8.61 (d, J=1.8Hz, 1H), 8.45 (dd, J=4.
8, 2.1Hz, 1H), 7.95-8.0 (m, 2H), 7.46 (dd, J=8.4, 7.8Hz, 1H), 7.32 (d
d, J=7.5, 4.8Hz, 1H), 7.15-7.2 (m, 2H), 7.04 (d, J=9.9Hz, TH), 5.3-5.
4 (m, 1H), 1.52 (d, J=6.9Hz, 3H),

=R

N—[2—-[3—-2s00-5-[(6—7)a4a0EYL -3 —-q4IL)ITF=I
Yy —2—q4)]-2,2=-IU7)bA0TFN]I-2— (M) 7)LA0OXF
IRV XTI R (KRFEBEEYN. 1-011)

T#E1 ; N-[2—-[3—270O0-5-[(MN)XFLIYIL)ZTFZILIEY

VV—=2—AN]-2,2=UT7NAOTFINIANINZ REE—tert—TFILD
L03
ERHTOIRIICTEELEN-[2—(5—7OFE—-3—700KYY
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[0431]

v=2—4))—2,2=I7)F0ITFIVIANI/INZ REE—tert—TFIL 1.,
86gDN, N-UXFIKRINLTIRIEaBRBRICNYIFILTIV1.52g
c NUXFILTYULTEFL0.599, I UERE(I)28 5mgkUtyy OO0
EX(M)72ZIVRRAT 4 2)INSTV D L(D)350mgzRmML. BREH
ST BERICTRREBR L, RIGTHER. RNEESWICEAMELT VT
ZOLKBAR2 OnlRUEBIFIL20nlERmML. BEBEAZDEL. KE
WEEER T FILICTHIE (1 0mlx2) Lk, BREZMHE T, SBMEBLET7VE
= LKBER 2 OnlICTH%&R, SBARIEK, RWTEKREFN) VLD
IETRK - B21@%. BETICTREEABE L, BRBNEFBRIFIL—~F
Ho(0:10~2:8DYSTYIVRNIKTAETSY AL ILASLSAO
RIS 74—ICTHEL, BHY1.4492EBKERE LTHEL,
AEH93.0~97.0C

"H NMR (CDCls, Me,Si, 300MHz) &8.50 (d, J=1.5Hz, 1H), 7.85 (d, J=1.5
Hz, 1H), 5.08 (bs, 1H), 4.07 (td, J=12.9, 6.6Hz, 2H), 1.41 (s, 9H), 0
.27 (s, 9H),

T#2; N-[2-[3—7o0O0-5—-[(6—7)x0E)T>Y—-3—1))
IFZNIE) DY —2—A)V]-2,2=I7)VFAOTFIIAIINI REB—t
ert— 7 FILDELE

N—[2—-[3—70B-5—-[(FYXAFLZYIIL)ZTFZILIE) DY -2
—qAI]—2,2-I7)A0TFIVIAIN/INZ RiE—tert— T F I 4 8 Ong,
N)ITFIF7ZT2375mg, 2—27)4A0—-5—3—KE1)T> 30 3mg,
AVEEI 7 TmgR Y700 ER(MN) T2 ZIVRRAT 4 2)INZ T L(T
)8 7mgDN, N-IUAFIKRIVLATIR6nUBRICTVvIET NS TFILT Y
EZOLDT.OMFrZEROTZS VAR, 3nlzRML. BERFEHKST
ERICTT 6RAEBR LA, RIGTREER. RISEEMICHEIMEBLET VY E=
DLKBRT OnlBRUOBERTFILT OnlERMLUEME A= 9B L. KEIXEE
BITFILICTHE (10mlx2) Lk, BREZMHE. BNBLET7VEZD L
KB 2 OmLIC THiR%R. SBARIEK, RWTEKREST M) 7 LDIETH
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[0432]

[0433]

K- EIR% BRETICTAELAEE L, BRBWEHBIFIL—~FH 2 (0
:10~2:8D7Z VIV MICTAETSY Y AFXLVASLORMNS
J4—ICTHEE L. B3 24ngs |ERIE MBS L TE,

"H NMR (CDCls, Me,Si, 300MHz) &8.55-8.65 (m, 1H), 8.4-8.5 (m, 1H), 7
.9-8.0 (m, 2H), 6.95-7.05 (m, 1H), 5.05-5.2 (m, TH), 4.0-4.2 (m, 2H),

1.41 (s, 9H),

T#3; 2-[3—-/700-5-[(6—27)I4A0EYYY -3 —q4IL)TF
MBSy —2—A)]-2,2—-C7LAOQITFITIVORE

KABHTON-[2-[3—-vO0a-5-[(6—7/N4AEYIY V-3 —
AWITFZNIEYS =2 —q)]1—-2,2 =S 70T FIIAILNI R
B—tert—7FI324mgD> /00X %Y 3mGAKICKNY Z)LAOFEE T m
lZRmL. ERICTIREER L, RETEER. BETICTREREEZEZEEL
. REBWICEENKREBKRST M) U LKEKRT OnlZa il A2 THEEE T F LI THH
B (10mlx2) Lk, BEBEZMHEKE (1 0mlx1) %, SBAMAEK. X
WTHEIKIREEF M) D LDIETHEIK - B218%. BETICTAKEZBEL. ¥
SOBEMWY2 5 3mgaEEHRE LTEL, SoNENYIEI S5 EE
IO &R, FOEFROIRZRICAW:,

M&S109.0~111.0C

"H NMR (CDCls, Me,Si, 300MHz) &8.61 (d, J=1.2Hz, 1H), 8.43 (d, J=2.4
Hz, 1H), 7.9-8.0 (m, 2H), 7.00 (dd, J=8.4, 3.0Hz, 1H), 3.52 (t, J=14,
1Hz, 2H), 1.58 (bs, 2H),

T4 ; N—-[2-[3—so0O0-5—-[(6—7)x0E)T>Y—-3—1))
IFZINIEYS Y —2—q)]—-2,2=C7)0A0TFNL]-2—-(r) T
FOAFINIRY XTI ROELE

KeEHETO2-[3—/so00-5-[(6—27i4A0EYIY—3—1J)
IF=NIEYS Yy —2—qN]—2,2—-C7)0FATFLTIVT 1 9k
CRNIYFILFTIVT IngOo 00X s Y 2niBRIC2—(N) Z)A0XF
RV A)o0Y K8 8mg%aET L, MTETHR, ERICT1 685EIR
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[0434]

B L, RISTREE. RINEEWICKZ2nlZzRZMULAEBEZ2E L. KB
oOoaxsd o ic A (5mix1) Lz, BEEZEHEK%E (1 0mlx1)
%, BANBIEK, ROWTEKFES MY I LDIETHK - &i2%. BETIC
TAREBE L, BELEEGREY AV 7OELI—FIL1 OnUCTHE%
L. BM¥1 4 8ngx OEB#ERE L THER,

A 155.0~157.0C

"H NMR (CDCls, Me,Si, 300MHz) §8.55-8.6 (m, 1H), 8.4-8.45 (m, TH), 7
.97 (d, J=1.8Hz, 1H), 7.93 (ddd, J=8.7, 7.5, 2.4Hz, 1H), 7.5-7.7 (m,
4H), 6.99 (ddd, J=8.7, 3.3, 0.9Hz, 1H), 6.42 (t, J=6.6Hz, 1H), 4.47 (
td, J=13.5, 6.6Hz, 2H),

a1 5

N—[2—-[3—/0O0-5-[(4—720B87zx=)L)TFI]IEY DY —
2—AN]1-2,2=Y7NAO0TFNI-N—IF)L—2—(hY 7)bA 0%
FILIRDV XTI R (KFEREEYN. 15-002)

ARG EARICLTEELEN-[2-[3-/00-5—-[(4—/00O
JIZIW)IFZNIEYI Y —2—A)]-2,2=-Y70FOTFIL]-2—
(M) ZFAOXFILINRV AT IR (KFEPEEHNo. 1-023) 15 O0mgdD 7
FSERFOZ7SY ImURMKRIC, KO\ T. 55 %MMEKRIEFTNYD L2
6mgZ AL C. ZRFEIT. BEEICTIONEEBH L, KEHRAD
FEENMEALK, 3—RIH292mgDFT S ROT7S V0. EnliERER
mL. ERICT2EBR®H L, RWTS 5%HAMKRIEFT M) TL2 6mng
RUOIA—RI&H>92mgDF Sk ROTZ7S5 0. 5miAKREZBI. ZRICT
I5HICT 6RER, BERERE L, RISTRE. RINESYICRATIRILT v
EoULKBRZ2ZRMUEBIFLICTHE (5nlx2) Lk, BEE%
T, BHAMREAK, ROWTEKFEES MY Y LADIETHEK - Z1& BET
TR ABE L, BEMARBRIFIL—~FH2(5:95~30:70
DITSTVITYMNICTBRETEZYVVATNAZSLIAT NI ST 4 —ICTHER
L. BX¥1 0 5mgxEB#ERE L THEL,
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A 100.0~103.0C
"H NMR (CDCls, Me,Si, 300MHz) §8.62 and 8.48 (d, J=1.8Hz, 1H), 7.90
and 7.81 (d, J=1.8Hz, 1H), 7.65-7.7 (m, 1H), 7.3-7.6 (m, 7H), 3.9-4.9
(m, 2H), 3.35-3,5 (m, 2H), 1.30 and 1.11 (t, J=6.9Hz, 3H),
apl1 6
N—[1-[[3—-/700-5-[(4—/7007zZ)L)TFZIIEYIY
2—ANIAFNIZ/OTOEL]I-2 (M) TNFOXFI)RV XTI R
(AFEBR{LE&HINo. 1-160)
TE1;1-[(5—-—70F—-3—/700EYY Y —2—94IL)AFIIY
Aanxy7IvOHE
2—(5—-7O0F-3—s0REYYY—2—A)L)FEr=LYIL2.38
IR FH =D L(INFT IS4V TORFIRI. 219DV IFINI—FTI2
OmUEMIC, JKABHT. SMIFIII/RIVALATOIRIIFILT
VARG, 9OmlAFE T L, BRICTIEBEE#H L, RVWT., ZORKES
MICZ7 Vb RORIIFINI—FTIVEEER2. 9 2958 T L. BEBEICTS
SIC2FABHERIE L, RIETE®R. REEBESWICKSEBHET 1 0%K
BT M) D LKBRT SnlRUEERIFIL1 Snlzinz 3 0 0EEBHE.
Z4 MER%E, BREEZSIL L, SENREK, RWTEKRES ) DA
DIETHIK - B4R, BETICTAEEZEEL, HEOBENY 2.5 09%%8
BEERMEE LTEL, COHDIRERZBEHEITIERL, ZOFEF
RODIFRRICTHWE,
"H NMR (CDCl,, Me,Si, 300MHz) &8.55 (d, J=1.8Hz, 1H), 7.84 (d, J=1.8

\'

Hz, 1H), 3.04 (s, 2H), 1.9-2.0 (m, 2H), 0.6-0.65 (m, 4H),
ITR2; N-[1-[(5—-7O0F—-3—-/200BYYY—2—1)L)XFI]
voO07aEN]I-2—(RY70FA0XFI)RY AT I ROELE
1-[(5—70%-3—/700EYYY—-2—4q)L)XF)]1>oO7On
VPIV2.509RVCRNYIFATIV2.089gDT7OaX4 1 0nlA
RIC, KABHT, 2— (M) 7AOXFLIRVY L)Ly 0OY R2.049



WO 2018/003924 252 PCT/JP2017/023955

[0437]

ZETL. BRICTIIEB® L, RIETHEE. REESYICKSnl%
Z2700FRILAICTHE (5nlx2) Lk, BEBEHEINRIEK, RV TEK
WEEF M) D LADIETEK - 521& BETICTREEZEE L, BREVEE
BIFIL—~"FHU(5:95~30: 70075V MNIKCTAETSY

YATZNAS LA NS T4 —ICTHRE L., BMYS5 8 4mga EaiES
ELTHL.

A 151.0~152,0C

"H NMR (CDCls, Me,Si, 300MHz) &8.48 (d, J=1.8Hz, 1H), 7.83 (d, J=1.8
Hz, 1H), 7.45-7.65 (m, 4H), 6.56 (s, 1H), 3.28 (s, 2H), 0.9-1.1 (m, 4
H),

T#3; N-[1-[[3-/00-5-[(4—7007xZ/)L)TFZIIE
VOV —2—A4NIXFNIvoOTOENL]I-2 (M) Z)AOXFIIIRY
X7 ROELE

N—-[1-[(5—-70F¥-3—/200BYYY-2—-AJL)xF)L]1>oO7
BEN]I-2—(NYTLAAXFILIRVYIFTIR270mgDON, N-I X FJL
FRIVLAT I R3ImAKRICKEEES D L4 09mg, IV{8A(I) 1 2mg, EFfs/<
SUDAL(II)14ng, 4,5-ER(PTTZINEKRRAT4/)-9,9-UXF)LF
HyFU36mgRkU4—2 00— 1—ITF=IRYEV 10 2ng% ML,
BREFEIT. 70CICT2REB®R UL, RibTRE. RIGEEYWEER
FTHALBBETFISmlIRUKEmARINL CEEE A DB, KEIZHES
IFNICTHIE (5mlx2) L, BREZHERMELT VEZ D LKBR
ICTHE (1 0mlx 1) &, SEMEIRK, RWTEKRET MY Y LDIETH
K-BR BETICTREEZEBE L, BREVMEHBRIFIL-—~FH2 (1 :
O9~3 : TDYVZFVIVMIKTRETZLVATNAZLIAT TS T4
—ICTHEL. BR2 3 0mgaBaERE LTEE,

A 161.0~162.0C

"H NMR (CDCls, Me,Si, 300MHz) &8.53 (d, J=1.8Hz, 1H), 7.78 (d, J=1.8

Hz, 1H), 7.6-7.65 (m, 1H), 7.4-7.55 (m, 5H), 7.3-7.35 (m, 2H), 6.62 (
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s, 1H), 3.35 (s, 2H), 0.95-1.1 (m, 4H),

AFEBPLEDIR. ARBEERVCERGICELCTHRETZIENTES,
ARG ~EKEI1 6 ERAKICEE LARFRBICEEINZT7ILFZILEY
VUEBHT I RMEEMOREBIR~FET TRIC, IHIL, TRHOREF
BEEOH%EHE1 8R~FE20RICTTHA, AERICEEINZ7ILFIE
VO VBT I NMEMRTENSDEEFEFRIEINSDOAIREIND
H D TR,

M., ], EHEIFI %, c-PrEUPr-cid> o070 %, Bu-tidtert-
TFIL%&, PenlERYFI%&, PhiZT = =)L %, 1-Naphid 1 —F T FIL%&, 2-
Naphid 2 =+ 7 FILE=EhEThERL.

R, D-1-2a~D-25-3aTRINDFERERER. ThENTEOBEE
= JUN

AFEBPLEDIR. ARBEERVCERGICELCTHRETZIENTES,
BB ~EHRHEIT 4 ERARICEELULZAFERBICEEINST7ILFZILE)
VUBMT I NMEEAYOBEEIR~F1 TRIC. IHIC. ThHOEES
BEEOH%EHE1 8R~FE20RICTTHA, AERICEEINZ7ILFIE
VO VBT I NMEMRTENSDEEFEFRIEINSDOAIREIND
H D TR,

B, RAEA, EHEIFILE, c-Prix> o070 %, Bu-tidtert-TFIL %
« Penl@RUFIE, P T =)V %, 1-Naphid 1 —F 7 F )%, 2-Naphid 2
—FI7FIEENTNREL.

R, D-1-2a~D-25-3aTRINDFERERER. ThENTEOBEE
= JUN
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(Z)n (Z)y
4 | s 4 ] s
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NGy L S NG N
2
D-1-2a D-1-2b D-2-1a D-2-2a D-2-2b
(Z)n CHs
s 0 S
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> N~p13 22
N R N
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SN 3 N N Nﬁ
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== = 1 N/ =N
3
D-23-3a D-23-3b D-25-1a D-25-3a

BRE(D),OBRAMABLZRTESIE. LEEOBERICEVWIEINLES
DAUBICHIGT2HDTHY. HIAIE TP, [(D-23-2b)-6-F] & DEEHIE
(6 —7040EY)YY—3—1)L] KL,
KA. D-31-a~D-34-a CHRI NI FEHERERIE. ThEThTROBEBEL
&L,
[0440] [1£39]

—N

— =N
D3la: N D-32-a : /N/:) D-34-a : /N/\_/)
N N
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[0442]

gz, T-15~T-78i1%. TNETNTEEOEBEERKT,
[1£40]

O O F
T-15: T-16 : > T-17 : ><
() O F
O 0 F
T-22 : /@[ j T-25 : WF
O F
S ) N
Y/ T-27 : /> T-28 : \>
N S
F}I
N ({ S\
T-40 : Y T-42 : /N T-44 : /N

T-26 :

1 CH;
F
CHy  c, [,%: CHj;
T46://[f:1:ih T60://[::I:N> T&ﬁ:/J:i:IiiN_CH
/ N/ — 3
CH,

N _N _N

\ N\ hY

T-54 : N T-58: _ 0 T359: S
N N N

Frz, BR. LEMBESOBMICEITH1-015(-) RUV1-015(+) HEDRE .
EFRENLRAED ) RTF) DAZEMGETHD & %R L.

xp, BREROBMICH T2 R)RV(S) DRI, RIVPFET IRERT
DOHZEMEDRELICEWT, R)-AEXXIEZ(S)-ADLEA 9 0%ULTH S
JE&%xRL,
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R, BEOWICHITD %] & OERHEIXIEEYPOMHEIRISHIA X LB REIR
ThHo1-T E5EBKT D,
[0443] [3*3-1]

E3IR
. R6
y! A
X1 ’O R3 R4 7 !
¢ S
N N
H pige
No. X! R? R* R! R® ‘e RS m p. (C)
1-001 Ch, H H F F Cl Ph-2-F 177.0-178.0
1-062 CF, H H F F Cl Ph-3-F 145, 0-147.0
1-003 1 H H F F Cl Ph—4-F 163. 0-166. 0
1-004 CF, H i F F Cl Ph—-4-F 164.0-166. 0
1-005 CF, H i B F Cl Ph-2-CF, 92.0-94. 0
1-008  CF, H i F F Cl Ph-3~-CF; 119.0-121.0
1-0Q7 CF, H i# F F Cl Ph-4-CF, 148. 0-150. 0
1-008 CF, H i F F Cl Ph-4-CN 178.0-180.0
1-009 CF,q H H F F Ci b-2-2a 176.0-178.0
1~010 CF, H H F F Ci D-23-2a 190.0-191.0
1-011 CF, H H F F Cl {(D-23-2b)-8-F 155.0-157.0
1-012 CF, H H F F Ci D-23-3a *]
1-013 CF, H H CH,, E Cl Ph—4-F 146.0-149.0
1-014 CF, CH, H F F Cl c—Pr 126.0-125.0
1-015 CF, CH, H F F Cl Ph—4-F 178.0-180.0
1-015(-)CF, CH,(R) H F F Cl Ph—4-F 176.5-176. 8
1-015 (+)CF, CH,(8) H F F Cl Ph—4-F 176.8-177. 1
[-016 CF, CH, H F F Cl Ph-4-Cl 162.0-163.0
1-017  CF, CH, CH, P F cl1 c-Pr %1
1-018 CF, CH, CH, F P €L Ph-4-F *1
1-019 CF, H H H H Cl Ph-4-F 133.0-135.0
1-020 CF, H H F H Cl Ph-4-F 141.0-143.0
1-021 CF, H H F F Cl Ph-2-C1 173.0-174. 0
1-022 CF, H H F F Cl Ph-3-Cl 142.0-145. 0
1-023 CF, H H F F Cl Ph-4-Cl 148. 0~151. 0
1-024 CF, H H F F Cl Ph-4-Br 174.5~176.5
1-025 Cl H H F F Cl Ph-2-CH, 124.5~128.5
1-026 CH, H H F F Cl Ph-2-CH, 118.0-120. 0
1-027 CF, H H F F Cl Ph-2-CH, 141.0-143, 0
1-028 CF, 5| H F F €l Ph-3-CH, 136.0~139. 0
1-029 NG, H H F F Cl Ph~-3-CH, [83.0~-184. 0
1-030 CF, H H F F Ci Ph-4-CH, 184.0~186. 0
1-031 CF, H H F F Cl Ph-4-Bu-t %1
1-032  SOCH, H H F R €1 Ph-4-Bu-t 188. 0~189, 0
1-(33 Br H H F F Ci Ph-2-0CH, 132.0-134. 0
1-034 CF, H H F F Cl Ph-2-0CH, 125.0-128.0
1-035 CF, H H F F €l Ph-3-O0CH, %1
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1-036
1-037
1-038
1-039
1-040
1-041
1-042
1-043
1-044
1~045
1-046
1-047
1-048
1-049
1-050
1-051
1-052
1-053
1-654
1-055
1-056
1-057
1-058
1-059
1-060
1-061
1-062

CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
CF,
c1

CF,
cl

CF,
CF,
cl

CF,

o

[
o

=nge e s e s s i n e s o s o o)

—_—
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fov i s i
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CH, H
CH,  CH,
~CH,CH,~
H H
F F
F F
F P
P P

OCH, H
H H
H H
H H
H i
F H
F F
F F
F P
P F
P F
F F
P F
F F
P F
F F
P F
F F
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Ci
C1
Cl
Ci
C1
Ci
€l
Ci
€1
€1
Cl
€l
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
C1
Cl
Cl
Cl
Cl
Cl
Cl
Cl
cl
Cl
Cl
Cl1
Cl
C1
Cl
€1
Cl

PCT/JP2017/023955
Ph-4-0CH, 154. 0-157. 0
Ph-4-0CHE, 133.0-137.0
Ph~4-0CF, 111.0-114.0
Ph-4-SCH, 152.0-155. 0
Ph~4-$ (0) CH, 204. 0-205, 0
Ph~4~S0,CH, 209. 0-211. 0
Ph~4~SCF, 134.0-136.0
Ph~4-NO, 171.0-172. 0
Ph-2, 4-F, 139. 0-141. 5
Ph-3, 4-F, 136.5-139. 5
Ph-3, 5-F, 133. 5-136. 0
Ph-3-Cl-4-F 141.5-142. 5
Ph-2-F-4-Cl 151.5-152. 5
Ph-3-F-4-Cl 132.0-134.0
Ph-3, 4-Cl, 127.5-130. 5
Ph-3-F-4-0CF, 125.0-127. 0
Ph-3, 4, 5-F, 122.0-124. 0
D-1-2a 169. 0-172.0
D-2-1la 149.0-151.0
(D-8-2b) -2-CH,  142.0-144.90
(D-23-2b)~6-C1l  137.0-138.0
(D~-23-3b)-2-F 132.0-134. 0
Ph—4-F 168. 0-170. ¢
Ph-4-F *1
Ph-4-F 148. 0-150.0
Ph-4-F 139.0-141. 0
C(CH,) ,F *]
Ph-4-CF, 161.0-165. 0
Ph-4-0CH, *]
Ph—4-CN 171.0-173. ¢
Ph-4-F *1
Ph-2-F 137.0-139. 0
Ph-4-C1 147.0-149. 0
Ph-4-CF, 156, 0—-159. 0
Ph-2-F~4~C1 147.0-149. 0
Ph-2-F-4-C1 147, 0-150. ¢
Ph—2-F-4-CH, 178.0-180.0
Ph-3-CF,~4—C1 147.0-149. 0
(D-1-2b) -2~CH, *1
(D-2-2b}~5~CH, 164, 0-165. 0
(D-6-1a}-1-CH, 166.0-167.0
D-23~1a 151. 0-153.0
D-23-1a 157.0-160. 0
(D-23-2b)-6~CF,  133.0-137.0
(D-23-2b)~6-CF,  153.0-157.0
(D~23-3b) -3-F 130.0-132.0
D-25-1a 154. 0-153. 0
D-25-1a 174.0-176. 0
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1-084 €l H H F F cl D-25-3a 154. 0-159.0
1-085  CF, H H F F cl D-25-3a 165, 0-170. 0
1-086  CF, i H CH, H cl Ph-2-F 89.0-91.0
1-087  CF, CH, H F F €l Ph-2-F-4-Cl 149. 0-151. 0
1-088  CF, CH, B F F Cl  Ph-3-F-4-Cl 160.0-161.0
1089  CF, CH, H F F €l {(D-23-2b)~6-F 155. 0~157. ¢
1-090 1 H H H H cl1 Ph-3-F 160. 0-162. 0
1-091  CF, i i I H cl Ph-3-F 150.0-152.0
1-092  CF, il H F F Cl  Ph-4-S(0)CF, 160. 0-162. 0
1-093  CF, il H F F Cl  Ph-4-S0,CF, 102. 0-105. 0
1-094  CF, il H F F Cl  Ph-2,4-Cl, 153. 0-154. 0
1-095  CF, il H F F €l Ph-2-CH,~4-F 149. 0-150. ¢
1-096  CF, H H F F Cl Ph-2-CH,-4-C1 149. 0-150. 0
1-097  CF, il H F F Cl Ph-2-CF,~4-F 151.0-153. 0
1-098  CF, H H F F Cl Ph-2-F-3-CF, 147.0-150. 0
1-099  CF, H H F F Cl Ph-3-CF,~4-F 143.0-144. ¢
1-100  CF, H H F F Cl Ph-2-F-4-CF, 142. 5-143. 5
1-101  CF, H H F P Cl  Ph-3-0CH,~4-F 164. 0-166. ¢
1-102  CF, H H F F Cl  Ph-2-F-4-0CH, 169, 0-171. 0
1-103  CF, H H F i Cl Ph-3-0CH,~4-Cl  165.0-166.0
i-104  CF, H H F F Cl  Ph-2-F-4-0CF, 127.0-129. 0
1-105 1 H H F F C1  Ph-3-F-4-0CF, 150. 0-153. ¢
1-106  CF, H H F F Cl T-17 141.0-145. ¢
1-107  CF, it H F F Cl  Ph-2,4,5F, 121.0-122.0
1-108  CF, H H F F €l Ph-2,4,6-F, 154. 0-156. 0
1-10¢ ¢t H H E F Cl  Ph-3, 4, 5-F, 121.0-123. 0
1-110  CF, H H F F Cl Ph~2,6-F,~4-Cl  191.0-195.0
1-111 CF, H H F F C1 2-Naph 194.0-1986, 0
1-112  CF, H H F F Cl  (D-2-2b)-2-CH,~5-C1 146.0-148.0
1-118  CF, H H F F €1 (D-23-1b)-3, 5-Cl, 156, 0-157, 0
1-114  CF, H H ~CH,CH,~ c1 Ph—4-C1 145, 0-147.0
1-115  CF, CH, H F F cl Ph-2-F 150, 0-152. 0
1-116  CF, CH, H F F cl Ph-2, 4-F, 145, 0-147. 0
1-117  CF, CH, H F F cl Ph-3, 4-F, *1
1-118  CF, CH, H F E Cl  Ph-3,4-Cl, 162. 0-164. 0
1-119  CF, CH, H F F Cl  Ph-2-F-4-CH, 141.0-144. 0
1-120  CF, CH, H F F €l Ph-2-CH,~4-Cl 146, 0-148. ¢
1-121  CF, CH, H F F Cl Ph-2-F-4-CF, 141.0-143. ¢
1-122  CF, CH, H F F Cl Ph-3-0CH,-4-C1  168.0-170.0
1-123  CF, CH, H F F Cl  Ph-2,4,6F, 145.0-148. 0
I-124  CF, CH, H F F Cl  Ph-3,4,5-F, 140.0-142. 0
1-125  CF, CH, i F F €l (D-23-2b)-6-Cl 165. 0-166. 0
I-126  CF, H F F CF, Ph-4-C1 159.0-161. 0
1-127  ¢F, H F F cl Ph—-4-0Pen 134.0-136. 0
1-128  CF, H F F €l Ph-4-0CH,CF, 143.0-145.0
1-129  CF, H F F €l Ph-4-(D-31-a)  200.0-202.0
1-130  CF, H F F €l Ph-4-(D-34-a)  195.0~197.0
1-131  CF, H F F cl Ph-2, 6-F, 192.0-194. 0
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1-1561
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1-161
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€1
Cl
€l
Cl
Cl
Cl
Cl
Cl
Cl
Cl1
Cl
C1
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Ci
Cl
Cl
Cl
Cl
Cl
€l
Cl
Cl
Cl
Cl
Cl
Cl
1
C1
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Ph-3, 5- (CF,),

Ph-2-F-4-0CHF,
Ph=3-F-4-0CHF,

T-15

Ph-3, 5-F,~4-Cl

1-Naph
T-27
T-28

(b-23~1b) ~5~CF,

Ph-2, 4-CL,

Ph-2-CH,~4-F
Ph-3-CF,~4-F
Ph-3-F-4-0CF,

T-17
T-17
Ph-2, 4, 5-F,

Ph-2, 6-F,4-Cl
Ph-3, 5-F,4-Cl

Ph-4-(D-32-a)
T-16
T-22
T-25
T-26
T-40
T-44
T-46
T-50
T-56

Ph-4-C1
Ph-4-C1
T-78
T-42
T-54
T-58
T-59
D-1-2¢
D-2-24

145.0-147. 0
143. 0-144. 0
104, 0-106. 0
155. 0-158, 0
1562, 0~154. 0
120, 0~123. 0
193.0~196. 0
173.0~175. 0
*1
173.0-174. 0
137.0-141. 0
138.0~141. 0
163.0-165. 0
165, 0-166. 0
138.0-140. 0
129.0-132. 0
141.0-143. ¢
159.0-161. 0
186. 0-188.
181. 0~182.
162. 0-168.
176.0-175.
198. 0-200.
156. 0-159.
190. 0-191.
198. 0-199.
£71.0-173.
198.0-1599
161.0-162. 0
143. 0-149.
187.0-189.
181. 0-194.
211.0-213.
154. 0-155.
164. 0-166.
179.0-181.
138. 0-140.
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¥a4FE
. "
P

)(1 (”) R3 R4 —

~ C. \N

_N R!' R?
No. X R? R* R R? Y RS m p. (°C)
2-001 CF, H H F F Cl Ph-4-F *1
2-002 (i CH; H F F Cl Ph—4-Cl *®]
2-003 Cl H H F F Cl Ph-4-F 142, 0-146. 0
2-004  CF, H H F F Cl Ph-4-Br 150. 5-152. 0
2-005  CF, H H F F Cl Ph~4-0QCHF, 135.5-137.5
2-006 CF, H H F F Cl Ph—4-5(0) CH, 178.5-176.5
2-007 CF, H H F F Cl Ph-4-5CF, 115.0-118.0
2~-008 Cl H H H H Cl Ph—2-F 107.0-111. 0
2-009 Cl H H H H Cl Ph-4-C1 140. 0-141. 0
2-010 CF; H H H H Cl Ph-4-CF, 140.0~146. 0
2-011 CF, H H H H Ccl Ph-2-F-4-Cl 133.0-135. 0
2-012  CF, H K F H Cl Ph-2-F-4-C} 153.0~155.0
2-013 Cl H H F F Cl  Ph-3-CF;-4-Cl 121.6-124. 0
2-014 Cl 3| H F F Cl1 {D-2-2b)-5-CH, 151.0-1565.0
2-015 Cl H H CH, H ClL Ph—-2-F *]
2-016  CF, CH, H F F Cl Ph-4-C] 109.0-112. 0
2-017 Cl CH, H F F Cl Ph-2-F-4-C1 124.0~127.0
2-018 CF, CH,4 H F F Ci Ph-2-F-4~-C1 130.0~-132. 0
2-019 Cl CH, H F F Cl Ph-3-F-4-Cl 126. 0-128. 0
2-026  CF, CH, H F F Cl Ph-3-F-4-C1 142.0-144. 0
2-021 Cci H H F F Cl Ph-4-C1 155.0-156.0
2-022 CF, H H F F Ci Ph—-4-C1 142.0~-143. 0
2-023 Cl H H F F Cl Ph-4-CF, 153.0-155.0
2-024 CF, H H F F Cl Ph—4-CF, 172.5-173. 5
2-025  CF, H H F F €1 Ph-4-S(0)CF,  129.0-131.0
2-026 CF, H H F F Cl Ph~4-30,CF, 159.0-161.0
2-027 Cl q H F F Cl Ph-2-F-4-Cl 132.0-133.0
2-028 CF, H H F F Cl Ph-2~F-~4-C1 146.0-148. 0
2-029  CF, H H F F €l Ph-2,4-Cl, 157. 0-159. 0
2-030 Cl H H F F Cl Ph-3, 4-Cl, 166, 0-167. 0
2-031 CF, H H F F Cl Ph-3, 4-C1, 145.0-148.0
2-032 CF, H H F F Cl Ph-2-CH,-4-F 111.0-115. 0
2-033 CF, H H F F Cl  Ph-2-F-4~CH, 154. 0-156. ¢
2-034  CF, it H 3 F €l Ph-2-CH,~4-C1  151.5-153.0
2-035 CF, H H F E Ci Ph-2-CF;-4-F 145. 0-148. 0
2-036  CF, H H F F Cl Ph-2-F-3-CF, 164. 0~165. 0
2-037 CF, K H F F Cl Ph-3-CF,~4-F 139.6-140. 0
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2-038  CF, H H F F €l Ph-2-F-4-CF, 150. 0-152. 0
2-039  CF, H H P F Cl Ph-3-0CH,~4-F  160.0-162.0
2-040  CF, i H P F €l Ph-2-F-4-OCH,  139.0-141.0
2-041  CF, H H F P €l Ph-3-0CH,-4-Cl  181.0-183.0
2-042  CF, H i P F €l Ph-2-F-4-0CF,  137.0-139.0
2-043  CF, H H F F €l Ph-3-F-4-0CF,  126.0-129.0
2-044  CF, H i F F cl T-17 125. 0-129.0
2-045  CF, H H F F €l Ph-2,4, 5-F, 127.0-129. 0
2-046  CF, i H P F €l Ph-2,4,6-F, 173.0-177. 0
2-047  CF, H i F P €l Ph-3,4,5F, 121, 0-123.0
2-048  CF, H H F F €l Ph-2,6-F,~4-Cl  167.0-169.0
2-049  CF, H H F F cl 2-Naph 175. 0~176. 0
2-050  CF, H H F F €l {D-2-2b)-2-CH,~5-Cl 157.0-160.0
2-051 F H H ~CH,CH,~ cl Ph-4-Cl 137. 0-140.0
2-052 ¢l i i ~CH,CH,~ c1 Ph-4-C1 194. 0~195. 0
2-053  CH, H H ~CH,CH,~ cl Ph-4-C1 151. 0~152. 0
2-054  CF, i H ~CH,CH,~ cl Ph~4-C1 149. 0-151. 0
2-055  C1 CHy H F P cl Ph-2-F 107.0-111.0
2-056  CF, CH, H B F cl Ph~2-F 135.0-138. 0
2-057  CF, CH, H F F cl Ph-4-F 141. 0-143. 0
2-058  Cl CH, H P R €l Ph-4-CF, *1

2-059  CF, CH, H F F ¢l Ph-4-CF, 119.0-121.0
2-060 Cl CH, H F F €l Ph-2,4-F, 115.0-117.0
2-061  CF, CH, H F P Cl  Ph-2,4-F, 138. 0-139. 0
2-062  Cl CH, & F F Cl  Ph-3,4-F, 91.0-101.0
2-063  CF, CHy H F F Cl Ph-3,4-F, 125. 0-127.0
2-064  CF, CH, H F F ¢l Ph-3,4-Cl, 142. 0-145. 0
2-065  CF, CHy, H 3 F €l Ph-2-F-4-CH, 141.0-144. 0
2-066  CF, CH, H F F €l Ph-2-CH,~4-Cl  124.0-126.0
2-067  CF, CH, H F E €l Ph-2-F~4-CF, 109. 0-111. 0
2-068  CF, CH, H F F €l Ph-3-0CH,~4-C1  162.0-164.0
2-069  CF, CH, H F F €1 Ph-2,4,6°F, 152.0-157.0
2-070  CF, CH, H E F €l Ph-3,4,5-F, 120. 0-121.0
2-071  CF, H H F F 1 Ph-2-F 138. 0-140. 0
2-072  CF, H H F F €1 Ph-4-(D-31-a)  196.0-198.0
2-073  CF, H H F F €l Ph-2,6-F, 179. 0-180. 0
2-074  CF, H H F 3 €l Ph-3,5-(CF,), 137.0-139.0
2-075  CF, H i F F €1 Ph-2-F-4-OCHF,  123.0-125.0
2-076  CF, H H F F €1 Ph-3-F-4-OCHF,  125.0-126.0
2-077  CF, i H F P €l Ph-3,5-F,~4-C1  151.0~152.0
2-078  CF, H H F F cl 1-Naph 140. 0-142.0
2-079  CF, H H 3 F cl T-27 165. 0~168. 0
2-080  CF, H H P P cl T-28 182. 0-184. 0
2-081  CF, CH, H F P €1 Ph-2,4-Cl, 120.0-122. 0
2-082  CF, CHy H F P €l Ph-2-CH,~4-F 124.0~127. 0
2-083  CF, CH, H P g €l Ph-3-CF,~4-F 125. 0-129. 0
2-084  CF, CH, H 3 F €l Ph-3-F-4-0CF, *1

2-085  CF, CH, H F R cl T-17 137.0-138. 0
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Cl
Cl
C1
Cl
Ci
Ci
Ci
Cl
Cl
Cl
Cl

PCT/JP2017/023955

Ph-2, 4, 5-F, 143.0-145.0
Ph-2, 6-F,~4-C1  151.0-153.0
Ph-3, 5-F,~4-C1  146.0-148.0
Ph-4-{D-32-a)  159.0-161.0
T-22 167.0-170.0
T-25 149, 0-152. 0
T-26 168.0-171. ¢
T-46 198. 0-201. 0
T-50 166. 0~-168. 0
T-56 160, 0-161. 0
T-42 183.0-184. 0
D-23~2¢ 187.0-190. 0
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X1 9 R3 R4 -~
=
N C‘N N
I P H piy2
No. X! R? R* Ri R? ! RS m p. (°C)
3-001 (1 H H F F cl Ph-2-F 177.0-179.0
3-002 ¢l H H F F Cl Ph-3-F *1
3-003  Cl H H F F C1 Ph~4-F 143. 0~146. 0
3-004 CF, H H F F Cl Ph-3-C1 175.0-177.5
3-005 C1 H H F F Cl1 Ph-2-CF, 161. 0~163. 0
3-006 Cl H H F F cl Ph~3-CF, 111.0-113. 0
3-007  CHF, H H F F C1 Ph—3-0CH, 142, 0-143. 0
3-008 C1 H H F E cl Ph-4-CN 179, 0-181. 0
3-009 ¢l H H F F Ct D-2-2a 142.0-143. 0
3-010 Cl B H CH, F C1 Ph-4-F 149.0-151. 0
3-011 €l CH, H F F 1 Ph-4-F 155. 0-159. 0
3-012  Cl H H K H C1 Ph-4-F 107. 0-109. 0
3-013  Ci H H F H C1 Ph-4-F 135.0-138.0
3-014  CHF, H H F F Cl Ph-4-F 136.0-141.0
3-015  CF, H H F F Cl Ph-4-F 170.0-172.0
3-016  SCH, H H F F Cl Ph-4~F 144. 0-146.0
3-017  SOLCH, H K F F Cl Ph-4-F 171.0-174. 0
3-018  SO,CHF, H K F F Cl Ph-4-F *1
3-019  CI H H F F C1 Ph-2-C1 162. 5-164. 0
3-020 ¢l H H F F cl Ph-3-C1 129.0-131.0
3-021 ) H H F F o Ph-4-C1 155. 0—158. 0
3-022 (1 H H F F Cl Ph-4-Br 162. 5-164. 5
3-023 €l H H F F Cl Ph-2-CH, 102. 0-105. 0
3-024 (1 H H F I3 cl Ph~3-CH, 116.0-119,0
3-025 Cl H H F F cl Ph-4—CH, 114.0-116.0
3-026 Cl H H F F cl Ph-4-Bu-t ®|
3-027 (I H H F F cl Ph-2-0CH, 113.0-118.0
3-028 Cl H H F 3 c1 Ph-3-0CH, 131.0-134.0
3-029 I H H 3 F cl Ph~4-0CH, 144. 0-147.0
3-030 CI H H 1 F c1 Ph-4-0CHF, 133, 0-137.0
3-031 (1 H H 13 F Cl Ph-4-0CF, 126, 0-129. 0
3-032  Cl H H B F cl Ph~4-SCH, 161. 0-166, 0
3-033  Cl H H F F Cl  Ph-4-5{0)CH, 152.0-154. 0
3-034 Cl H H F F ¢l Ph-4-50,CH, 173.0~180.0
3-035 Cl H H F F Ci Ph-4-SCF, 147.0-149.0
3-036 Cl H H F 3 C1 Ph-2, 4-F, 148. 0-150. 0
3-037 ¢l H H F F C1 Ph-3, 4-F, 129.5-131.5

[0451]
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3-038 (1 H H F F C1 Ph-3, 5-F, 152.5-153.5
3-039 Cl H H F F €1 Ph-3-Cl-4-F 143, 0-144. 0
3-040 ¢l H i F F €1 Ph-2-F-4-(1 139, 0-143. 0
3-041 €l H f F F €l Ph-3-F-4-Cl 134.0-138.0
3-042 ¢l H H F E €l Ph-3,4-Cl, 163. 0-166. 0
3-043 Cl H H F E 1 Ph-3-F-4-0CF, 125. 0-127. 0
3-044 €l H H F F C1 b-1-2a 139, 5-141. 5
3-045 1 H H F F C1 D-2-1a 139.0-141. 0
3-046  SOCH, H H E F cl D-2~la 179. 0~181. 0
3-047 Cl H H F E Cl  (D-8-2b)-2-CH, 149.0-150.5
3-048 ¢l H H F F Cl (D-23-2B)-6-C1  157.0-159.0
3-049  Cl H H F F Cl  (D-23-3b)-2-F 133.0-135. 0
3-050 Cl H H CH, H cl Ph-4-F 129.0-130. ¢
3-051 ¢l H H CH, CH, c1 Ph—4-F ]

3-052  Cl H H ~CH,CH,~ cl Ph—4~F 107.0-109. 0
3-053 Cl CH, H H H c1 Ph—4-F 111.0-112.0
3-054 Cl CH, H F F cl Ph~4~C1 149.0-152.0
3-055  CF, CH, K F F Cl Ph—4-C1 184.0-185.0
3-056  SO0,CH, CH, H F F oF| Ph-4-C1 173.0-177. 0
3-087  SO,CHF, CH, H F F cl Ph~4~C1 186. 0-189. 0
3-058 (1 CH, H F F C1 Ph-4-CF, 156. 0-160. 0
3-059  CHF, CH, H F F ¢l Ph-4-CF, *]

3-060 (1 CH, H F F Cl Ph-4-0CH, 171.0-173.0
3-061  Cl CH, H F F Cl Ph-4-CN 196. 0-197.0
3-062  Cl CH, H OCH, H C1 Ph-4-F *]

3-063 1 H H H H cl Ph-2-F 129.0-131. 0
3-064  CF, H H H H ¢l Ph~2-F 136. 0-137.0
3-0658  Cl H it H H Cl Ph-4-C1 140. 0-141.0
3-066 ¢l H H H H Cl Ph-4-CF, 140, 0-142. 0
3-087 €1 H K H it ¢l Ph~2-F-4-Cl 136.0-139.0
3-068 CF, H H F H cl Ph-4-C1 148.0-149. 0
3-069  Cl H H F H €l Ph-2-F-4-Cl 206. 0-207. 0
3-070  CF, H H F F Cl  Ph-3,4-Cl, 153.0-156. 0
3-071 ¢l H H F F €l Ph-2-F-4-CH, 170.0-172. 0
3-072  CF, H H F F €l Ph-2-F-4-CH, 194, 0-196. 0
3-073 ¢l H H F F €1 Ph-3-CF,~4-C1 151.0~154. 0
3-074 CF, H H F F €l Ph-3-CF,-4-C1 177.0-179. 0
3-075  SO.CH, H H F g Cl  Ph-3-CF;-4-Cl 72.0-77.0
3-076 Cl i H F F €l (D-1-2b)-2-CH, *]
3-077  CF, H H F F Cl (D-1-2b)-2-CH, 144. 0~146. 0
3-078 (1 H H F F Cl (D-2-2b}-5-CH, 139.0-140.0
3-079  Cl H H F F Cl (D-23-2b)-6-CF, 178.0-181.0
3-080 ¢l K H F F ¢l (D-23-3b)-3-F 119.0-121.0
3-081  Cl H H F F o1 D-25-1a 210.0-211. 0
3-082  CF, H H F F cl D-25-1a 206. 0-207. 0
3-083 1 H H F F Cl D-25-3a 171.0-173. 0
3-084 (1 H H CH, H C1 Ph-2-F 109.0-112. 0
3-085  CF, H H CH, H Cl Ph-2-F 127.6-129. 0
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Cl1
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Cl
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Cl
€1

€l
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Cl
Cl

Cl
Cl

Cl
Ci

Cl
Cl

Ci
Cl

Cl

Ci
Cl
Cl

Cl1
Cl
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Ph-4-F 188, 0~190. 0
Ph-4-Cl 159.0-161. 0
Ph-4-C1 105. 0-107. 0
Ph-2-F-4-C1 141.0-147.0
Ph-2-F-4-C1 178.0-179. 0
Ph-3-F-4-C1 153.0-155.0
Ph-3-F-4-C1 162. 0-166. 0
(D-23-2b) -6~F 176.0-172.0
(D~23-2b) ~6-F 122.0-124. 0
Ph-3-F 121,0-123.0
Ph-4-Cl1 169.0-171. 0
Ph-4-Br 210.0-212.0
Ph-4-CF, 162. 5-164. 0
Ph-4-CF, 172.0-174.0
Ph~4~0CHF, 162.0-154.0
Ph-4-S(0) CF, 141.0-144.0
Ph~4-5(0) CF, 150. 0-152.0
Ph-4-S0,0F, 93. 0-96. 0
Ph-2, 4-F, 153, 0-155.0
Ph-2~F-4-C1 200. 0-202. 0
Ph-3-F-4-C1 181.0-183.0
Ph-2, 4-C1, 182. 0-183.0
Ph~2-CH,~4~F 128.0-129. 0
Ph-2~CH,~4~F 129.0-130.0
Ph-2-CH,~4-Cl 143.0-146.0
Ph-2-CH,-4-€1 152.5-154. 5
Ph-2~CF,~4~F 158.0-161.0
Ph-2-CF,-4-F 183.0-185.0
Ph-2-F-3-CF, 163.0-164. 0
Ph-2~F~3~CF, 158, 0-160. 0
Ph-3-CF,-4-F 173.0-174.0
Ph-3-CF,-4-F 154. 0~155. 0
Ph-2-F-4-CF, 156. 0-157.0
Ph—2-F-4-CF, 191. 0~-193. 0
Ph-3-0CH,~4-F 181.0-183.0
Ph-3—0CH,—4-F 167.0-169. ¢
Ph-2-F-4-0CH, 175.0-177.0
Ph~2~F-4-0CH, 174.0-176. 0
Ph-3-0CH,-4-C1  171.0-172.0
Ph-3-0CH,-4-C1  177.0-180.0
Ph-2-F-4-0CF, 147.0-149. 0
Ph-2-F~4-0CF, 186. 0-187. 0
Ph-3-F-4-0CF, 155. 0-157. 0
T-17 162, 0-166. ¢
T-17 159. 0-161. 0
Ph-2, 4, 5-F, 172.0-174.0
Ph-2, 4, 6-F, 168.0-171. 0
Ph-2, 4, 6-F, 162.0-167. 0
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Cl

Ct  Ph-3,4,5-F,
Cl1  Ph-3,4,5-F,
Cl Ph-2,6-F,—4-Cl
Cl 2-Naph
(D~2-2b} -2-CHy~5-Cl
Ci Ph-2-F
cl Ph-2-F
Cl Ph-4~F
Cl Ph—4~CF,
Cl Ph—4-CF,
Ci Ph-2, 4-F,
Cl Ph-2, 4-F,
Ci Ph-3, 4-F,
Cl Ph-3, 4-F,
€l Ph-2-F-4-Ci
Cl  Ph-3,4-Cl,
Cl  Ph-3,4-Cl,
Cl  Ph-2-F-4-CH,
Cl  Ph-2~CH,~4~Cl
Cl  Ph-2-F-4~CF,
Cl  Ph-3-0CH,-4-Cl
Cl  Ph-2,4, 6~F,
Cl  Ph-3,4,5F,
Cl Ph~2~F
CF, Ph-4-C1
CF, Ph-4-Cl
Cl  Ph-4-(D~31-a)
Cl  Ph-4-(D-34-a)
Cl Ph-2, 6-F,
Cl  Ph~3,5~(CFy),
Cl  Ph-2-F-4~0CHF,
Cl  Ph-3-F-4-0CHF,
Cl T-15
Cl Ph-3, 5-F,~4-Cl
Cl 1~Naph
C1 1{-Naph
Cl T-27
Cl T-28
€1 Ph-3,4-Cl,
Cl  Ph-2,4-Cl,
Cl Ph-2-CH,~4-F
Cl Ph-3-CF;~4-F
¢l Ph-3-CF,;~4-F
€l Ph-3-F-4-0CF,
Cl T-17
Cl  Ph-2, 4, 5~F,
€1 Ph-2, 6-F,-4-C1
€l Ph-3,5-F,~4-Cl
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145.0-147.0
153.0-157.0
190.0-194.0
194.0-196.0C
117,0-120. ¢
142.0-146. 0
154, 0-157. G
161.0-163.0
156. 0-154. ¢
169, 0-173. 0
160.0~162. ¢
174.0-178.0
128.0-130. ¢
139.0-141.0
161.0-163.0
167.0-169. 0
120. 0-122.
170. 0-172.
181, 0-182.
158. 0~161.
182. G-185.
186. 0~188.
142. 0~1486.
174,0-176.0
144.0-146.0
187.0-190. 0
225.0-227. 0
213.0-216.0
205.0-208.0
187.0-189.0
168.0-170.0
160. 0-162. 0
185.0-188. ¢
186.0-188.0
132.0-135. 0
124.0-128.0
196.0-199. 0
191.0-192.0
103.0-105.0
187.0-188.0
170.0-171.0
*1
161.0-164.0
161.0-163. 0
162.0-164.0
162.0-164. 0
181.0-183.0
124.0-127. 0

e e B e K o B v B e B )
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3-182  CF, H H F F €1 Ph-4-(D-32-a) 211.0-213.0
3-183  (F, H i F E ci T-16 195.0-197.0
3-184 CF, i H F F C1 T-22 207.0-210. 0
3-185  CF, K H F E C1 T-25 199.0-201. 0
3-186  CF, it H F F Cl T-26 203, 0-207. 0
3-187  CF, H H F F Cl T-44 173.0-176.0
3-188  (F, K H F g o} T-46 201, 0-202. 0
3-189  CF, H H F E 1 T-50 206. 0-209. 0
3-190  CF, H H F F Cl T-56 192.0-194. 0
3-191  CF, Et H F F cl Ph-4-C1 172.0-176.0
3-192  CF, H H F F Cl T-42 202.0-204. 0
3-193  CF, H H F F Cl D-23-2c 239.0-241. 0
[0455] [5%6]
6k
xi
N)\/
o
No. Xt R® Rt R! R? y! R® m p. (C)
4-001  CF, H H E F Cl Ph-4-F 172.0-174.0
4-002 (1 H H F E cl Ph-4-F 114, 0-117. 0
4-003 Ci H H F E €1 Ph-3-F-4-Cl 113.0-116.0
4-004 C1 CH, H F F cl Ph-4-C1 102, 0-107. ¢
4-005 ¢l H H F F Cl (D-2-2b)-5-CH, 129.0-131. 0
4-006  Cl CH, H F F ol Ph-2-F 149. 0-152. 0
4-007 1 CH, H 13 F cl Ph-4-CF, 147.0-149.0
4-008  Cl CH, H F F C1 Ph-2, 4-F, 133.0-136.0
4-009 €1 CH, H E F €l Ph-2-F-4-Cl 124, 0-127.0
4-010  CF, H H F F Cl  Ph-3,4-Cl, 176, 0-179. 0
4-011  CF, CH, it F F 1 Ph-2-F 154. 0-156. 0
4-012  CF, CH, H F F Cl Ph-4-Cl 149.0-151. 0
4-013  CF, CH, H F F 1 Ph-4-CF, 148. 0-152. 0
4-014  CF, CH, H F F €1 Ph-2, 4-F, 147.0-149. 0
4-015 ¢l CH, H F F 1 Ph-3-F-4-Cl 133.0-141.0
4-016  CF, CH, H F F €l Ph-3-F-4-Cl 142.0-145.0
4-017 ¢l H H F F Cl Ph~4-Cl 153.0-157.0
4-018  CF, H H F F Cl Ph-4-Cl 169.0-171.0
4-019  CF, H H F F Cl D-23-2¢ 219.0-221.0

[0456]
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ETE
. RS
y! Z
Xi QO R3 R4 e 1
I
C. NS
S N N
N_o H r'R
No. X! r? R* Rt R? Y RE m. p. {°C)
5-001 Br H H F F Cl Ph-4-0CF, %]
[0457] [3R8]
ERE
No. bC X® R? Rt R! R? y! RS m p. (C)
6-001 CH, H H H F Ci Ph—4-F 104.0-105. 0
6-002 CF, CH, H H F P Cl Ph—4-F 111.0~112.0
8-003 CF, CH, H H F F Cl Ph-4-0CF, 116, 0-118.0

[0458]
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No. X! R® R Rt R y! RS m. p. (°C)
7-001  CH, H H F F cl Ph-4-F 114.0~115.0
7-002  CF, i i F F cl Ph-4-F 109.0-111.0
7-003  CF, H H F F €l Ph-3-0CH, 103. 0-105. 0
7-004  CH, H H F F €l Ph-3,4-F, 127.5-129. 5
7-005  CF, H H CH, F 1 Ph-4-F 101. 0-103. 0
7-006  CF, CH, H F F cl c-Pr 98.0-101. 0
7-007  CF, i H i H c1 Ph-4-F %1
7-008  Cl H H F F ol Ph-4-F 153. 0-156. 0
7-009  Cl i H F F ¢l Ph-4-C1 141.5-143. 5
7-010  CF, H i F F €l Ph-3,4-Cl, 92. 0-95. 0
7-011  CF, H i F E €l (D-23-3b)-2-F  126.0-128.0
7-012  CF, CH, H F F Cl C(CHy),F *1

7-013  CP, CH, H F F c Ph-4-C1 127. 0-131.0
7-014  CF, H H F F €l (D-23-2)-6-CF,  145.0-149.0
7-015  CF, H i F F €l (D-23-3b)-3-F 93.0-95. 0
7-016  CF, i i F F Sl D-25-3a 137.0-139. 0
7-017  CF, CH, H F P €l (D-23-2b)-6-F  132.0-137.0
7-018  CF3 H i F F €l Ph-2-F-4-Cl 113.0-114.5
7-019  CF, CH, H F P €l Ph-2,4-F, 105.0-107. 0
7-020  CF, i, H F F €l Ph-2-F-4-Cl 121. 0-123.0
7-021  CF, CH, H F P €l Ph-3,4-Cl, 107. 0-109. 0
7-022  CF, CH, H F ¥ €l (D-23-2b)-6-Cl  141.0-143.0
7-023  CF, CH, H F P €l Ph-3-F-4-Cl 104. 0-106. 0
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ELOHE
RS
1 4
x!1 0 RIRY Y
i
= C. N
S 1 2
e R'R
No. X! R? Rt R! R? Yt R® mp. (°C)
8-001 I H H F ¥ Cl Ph-4-F 126.0-128.0
8-002 I H H F F Cl Ph-3-C1 120.5-122. 0
8§-003 I CH, 3| F F Cl ¢—Pr 168.0-170.0
8-004 I CH, H F F Cl Ph-4-C1 121.0~-123.0
8-00bh I CH, H F F Cl Ph-2-F-4-Cl *]
8-006 I H H F F Cl Ph-4~C1 155. 0~156. 0

[0460]
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[&11]
R
X!
7
N
AN
N
CH;
No. X! R? R* R! R? Y R® m. p. (C)
9-001  CHF, it H F F C1 Ph—4-F 137, 0-139. 0
9-002 CHF, B H F F Cl Ph-3, 5-F, 119.0-122.0
9-003  CHF, CH, H F F cl e-Pr *1
9-004  CHF, CH, H H H cl Ph-4-F *]
9-005  CHF, CH, H il H cl Ph-2-F ]
9-006  CHF, CH, H H H cl Ph-4-C1 146.0-148. 0
9-007  CHF, H H F F Cl Ph-4-S(0)CF, *]
9-008  CHF, H H F F €1 Ph-3-F-4-0CF, 116.0-118.0
9-009 CHF, CH, H H H €l Ph-2-F-4-Cl *1
9-010 CHF, CH, H F F €l Ph-2-F-4-CF, *1
9-011  CF, CH, H F F Cl  Ph-2,4,6-F, 149.0-152.0
9-012  CF, H H 3 F c1 Ph-2-F 146. 0-148. 0
9-013 cCcHF, H i F F CF, Ph-4-C1 *1
9-014 CHF,  CH, i H H Cl Ph-4-CF, *]
9-015  CF, CH, H o H cl Ph-4-CF, 55. 0~58. 0
9-016 CHF,  CH, H H H ¢l Ph-3,4-Cl, 121.0-125.0
9-017  CF, CH, i It H €l Ph-3,4-Ci, 140. 0-142. 0
9-018 CHF, CH, H I3 H €l Ph-2-CH,-4-Cl *1
9-019  CF, CH, H F F €l Ph-3-F-4-0CF, 133.0-135.0
9-020 CF, CH, H F F €l Ph-2,4,5F, *1
[0461] [F12]
H12E
Xl
-~
0]
=N
X3
No. X! X R R R v R? m. p. {C)
10-001  CF; CH, H H F cl Ph-4-F *1
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[0462] [%*13]
£13%
, RS
y! Z
Xl (3 R3 R4 = I
C. >
N ™~ N N
}-0 H pig:
X3
No. X! X R? Rt R! r? y! R® m. p. (°C)
11-001 CF, H CH, H F P €I Ph-2-F-4-Cl %1
[0463] [314]
Fl14F
, RS
1 Z
x! ('? R? R4 = I
< o
N =~ N N
}/S H Rl R2
CH;
No. X! R? R* R! R? Y R® m. p. {C)
12-001 CF, H H F F Cl Ph~4-F 149.0-152.0
12-002  CF, H H F F Cl  Ph-4-CH, 153. 0-155. 0
12-003 CF, H H F F Cl Ph-2-F-4-CH, 156.0-158.0Q
12-004  CF, CH, H F P €l Ph-2,4-Cl, 125.0~127. 0
12-005 CF, CH, H F E Cl Ph-2-CH,~4-F 127.0-130.0
12-006 CF, H H ¥ i Ccl T-22 158.0-161. 0
12-007 CF, H H ¥ F Cl T-26 170.0-174. 0

[0464]
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E15FR
: o6
I 4
x!' O RS R4 = i
M
C\ N
0)\( N N
(s T RIR
(0)
No. X r R3 R* R R? Y m. p. {°C)
13-001 CF, 0 H H F F C1 151.0-153. 0
13-002 CF, 1 H H F F Cl 174.0~-178.0
13-003 CF, 2 H H F F Cl 168, 0~170.0

[0465]
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168
, o6
y! #Z
X' 0 R R |
C\
R! R?
F

No. X R? R* R! R® y! R® mp. (°C)
14-001 F H H F F cl Ph-2-F 160. 0-161. ¢
14-002 F H H F F cl Ph-3-F 138. 0-140. 0
14-003 F H H F F cl Ph-4-F 174. 0~177. 0
14-004 F H H F F Cl Ph-2-CF, 148. 0-150. 0
14-005 F H H F F Ci Ph-3-CF, 141.0-143.0
14-006 ¥ H H F F c1 Ph—4-CN 203. 0-205. 0
14-007 F H H F F 1 Ph-3,4-F, 126.0-128.0
14-008 F H H F F C1 D-2-2a 157.0-159.0
14-009 F CH, H F F c1 Ph-4-F 145. 0-148. 0
14-010  F H H H H cl Ph-4-F 144. 0-146. 0
14-011  F H H F H cl Ph-4-F 147.0-149. 0
14-012 F H H F F cl Ph~2-C1 163. 5-164. 5
14-013 F H H F F Ct Ph~3~C1 164. 0-166. 0
14-014 F H H F F c1 Ph-4-C1 132.5-135. 5
14-015 F H H F F cl Ph-4-Br 158.5-159.5
14-016 F H H F F Ct Ph~2-CH, 151. 0~153.0
14-017 F H H F F Cl  Ph-3-CH, 174.0-177.0
14-018 F H H F F Cl  Ph-4-CH, 177.0-180. 0
14-019 F H H F F €l Ph-4-Bu-t *1
14-020 F H H F F €l Ph-2-0CH, 155.0~158.0
14-021 F H H F F €l Ph-3-0CH, 134.0-139.0
14-022 F H H F F €1 Ph-4-OCH, 156.0-159. 0
14-023 F H H F F €l Ph-4-0CHF, 138.0-139. 0
14-024 F H H F F €l Ph-4-OCF, 123.0-126.0
14-025 F H H F F €l Ph-4-SCH, 150. 0-155. 0
14-026 F H H F F €l Ph-4-S(0)CH, 184.0-187.0
14-027 F H H F F Cl  Ph-4-SO,CH,  182.0-185.0
14-028 F H K F F €l Ph-4-SCF, 122.0-124. 0
14-029 F H H F F €l Ph-4-NO, 197.0~199. 0
14-030  F H H F F i Ph-2,4-F, 157. 0-160. 0
14-031 Cl H H F F €1 Ph-2,4-F, 187.5-190. 0
14-032 F H H F F €1 Ph-3,5-F, 148. 0-151. 0
14-033 F H H F F Cl Ph~3-Cl=~4~F 158. 0~159. 0
14-034 F H H F 3 Cl  Ph-2-F-4-Cl 119.0-121.0
14-035 F H H F F €l Ph-3-F-4-Cl 133.0-135. 0
14-036 F H H F F Ci  Ph-3,4-Cl, 173.0-174. 0
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14-037 F H H F F €1 Ph-3-F-4-0CF, 120.0-121.5
14-038  CF, H H F F €l Ph-3-F-4-0CF, 125.0-126.0
14-039 F i H F F ¢l Ph-3,4,5-F, 165.0-168. 0
14-040 F H H F F cl D-1-2a 146. 0-149. 0
14-041 F il H F F cl D-2-1a 144, 0-146. 9
14-042 F H H F F Cl  (D-8-2b)-2-CH, 147.5-149.5
14-043 F H H F F €l (D-23-2b)-6-C1 170.0-174.0
14-044 F H H F F €l (D-23-3b)-2-F  136.0-139.0
14-045 F H H CH, i Cl Ph-4-F 162.0-164. 0
14-046 F H H CH, CH, cl Ph-4-F *1
14-047 F H H ~CH,CH,~ ¢l Ph-4-F 148.0-149.0
14-048 F CH, H H H Cl Ph-4-F 167.0-169. 0
14-049 F Ci, H F F cl Ph-4-C1 164, 0-166. 0
14-050 F CH, H F F 1 Ph-4~CF, 176.0-177.0
14-051  F H H F F Cl  (D-23-28)-6-F 155, 0-157.0
14-052 F H H F F Cl (D-23-2b) -6-CF, 155.0-159.0
14-053 F i H F F Cl  (D-23-3b)-3-F  136.0-139.0
HB1T7THR
, o6
ci Z
X[ O R3 R4 =~
& g
Pﬁ N
RS R'R?
No. X! R® R? R? R! R? R® m p. (C)
15-001  CF, c-Pr CH, H F F c-Pr *1
15-002  CF, Et H H F F Ph-4-C1 100, 0-103. 0
15-002  CF, CH,0Et H H F F Ph-4-C1 107.0-109.0
15-004  CF, CH,CN H H F F Ph-4-C1 *]
15-005 CF, CH,CH=CH, H H F F Ph-4-C1 #]1
15-066 CF, CH.C=CH H H F 2 Ph-4-C1 *1
15-007 CF, SCCl, H 1 F F Ph-4-C1 *1
15-008 CF, C{0)CH; H H F F Ph-4-~Cl *]
15-009 CF, C{0)OCH, H H F F Ph-4-C1 99.0-100, 0
15-010  CF, CH3 CH, K F F Ph~4-C1 148. 0-149. 0
15-011  CF, CH,Pr—c H H F 13 Ph-4-C1 *1
15-012  CF, CH,OCH, H H F F Ph-4-C1 *]
15-013  CF, ¢-Pr CH, H F F Ph-2-F *]
15-0i4  CF, c—Pr CH, H F F Ph-4-C1 *]
15-015  CF, ¢c-Pr CH, H F F Ph-3-F-4-C1 *]
15-016  CF, i-Pr ] H F F Ph-4-C1 ®]
15-017 CF, CH,SCH, CH, H F F Ph-4-C1 *1
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1 8%

No. R? R R R? ¥ RS m. p. (°C)
16061 H H F F Ci Ph-2-F 49, 0-51. 0
16-002 H H F F Ccl Ph-3-F *]
16-003 H H F F Cl Ph-4-F *]
16-004 H H F F Cl Ph—-4-CF, 72.0-74.0
16-005 H H F F Cl Ph-3, 4-F, 110.0-113.0
16-006 H H F F Cl p-2-2a 68, 0-70.0
16-007 H H E F Cl p-23~2a 103.0~105. 0
16-008 H H F F Clt D-23-3a 113.0-115.0
16-009 H H CH, F Cl Ph—4-F *1
16~010  CH, H F F Cl c-Pr *]
16-011 CH, H F F Cl Ph—4-Cl *]
16-012 H H H H Cl Ph—-4-F 116.0-119.0
16-013 i H F H Cl Ph-4-F *1
16-014 H H F F Cl Ph-2-Cl 66, 568.0
16-015 H H F F Ci Ph-3-C1 *]1
16-016 H 3| F F Cl Ph—4-Cl 85.0-88.0
16-017 H H F F Cl Ph—4-Br 96.0-98. 0
16-018 H i F F Cl Ph-2-CH, *]
16-019 H il F F Cl Ph—~3-CH; 51.0-53.0
16-020 H H F E Cl Ph—4-CH, 63.0-65.0
16-021 d d F F cl Ph-4-Bu~t 73.0-76.90
16-022 H H F F Cl Ph-2-CF, *1
16-023 il H F K C1 Ph~3-CF, *1
16-024 H H F F cl Ph-2-0CH, 84.0-86. 0
16-025 H H F F Cl Ph-3-0CH, 83.0-87.0
16-026 H H E K Cl Ph-4-0CH, *]
16-027 H H F F Cl Ph-4-0CHF, *]
16-028 H H E F Cl Ph-4-0CF, *]
16-029 H H F F cl Ph—-4-SCH, 104.0-108.0
16-030 H H F F Cl Ph-4-5(0) CH, 108.0-112. ¢
16-031 H K F F Cl Ph-4-S0,CH, 136.0-138. 0
16-032 H H F F Cil Ph-4-8CF, 62.0-65. 0
{6033 H I F F Cl Ph~-4-NO, 90.0-94. 0
16-034 H H F F Cl Ph—4-CN *]
16-035 H H F F Cl Ph-2, 4-F, 53.0-56.0
16-036 H H F F Cl Ph-3, 5-F, 84.0-87. 0
16037 H H F F Cl Ph-3~Ci-4-F 73.0-76.0

[0469]
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16-038
16-039
16-040
16-041
16-042
16-043
16-044
16-045
16-046
16-047
16-048
16-049
16-050
16-051
16-052
16-053
16-054
16-055
16056
16-057
16-038
16-059
16-060
16-061
16-062
16-063
16-064
16-065
16-066
16-067
16-068
16-069
16-070
16-071
16-072
16-073
16-074
16-075
16-076
16-077
16-078
16-079
16-080
16-081
16-082
16-083
16-084
16-085
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Ct
Cl
cl
Ci
Ci
Cl
Cl1
cl
Cl
Cl
Cl
Cl
Cl
Cl
Ct
Cl
Cl
€l
Cl
Cl
Ci
Cl
€1
Cl
Cl
Cl
Cl
cl
Ct
Ci
cl
C1
ci
Ci
Cl
Cl
Cl
Cl
Cl
Cl
Cl1
Cl
Cl
Cl
cl
€l
Cl
Cl

PCT/JP2017/023955
Ph-2-F-4-(1 78.0-81.0
Ph-3-F-4-C1 70.0-73.0
Ph-3, 4-C1, 73.0-76.0
Ph-3-F~4~0CF, %1
Ph-3, 4, 5-F, 109.0-111. 0
D-1-2a *1
D-2-1a %1
(D-8-2b) ~2-CH, 82.0-84.0
(D-23-2b) -6-F 109.0-111.0
(p-23-2b)-6-C1 142.0-144. 0
(D-23-3b) —2-F 98. 0-100.0
Ph—4-F *1
Ph-4-F 60. 0-62. 0
Ph-4-F *1
Ph-4-F %1
Ph—4-0CH, *1
Ph-4-CN *]
Ph—4-F *]
Ph-g-F 85. 0~88.0
Ph-4-C1 0. 0-63. 0
Ph-4-CF, 103. 0-106. 0
Ph-2-F-4-C1 73.0-77.0
Ph-4-Cl *]
Ph-2-F-4~Cl *]
Ph-2-F-4-CH, 89, 0-90. 0
Ph-3-CF,~4-C1 69.0-71.0
(D-1-2b)-2-CH, *1
(D-2-2b) ~5-CH,4 *1
(D-6-1a)-1-CH, *]
D-23-1a %1
{D-23-2b) -6-CF, 137.0-139. 0
(D-23-3b) ~3~F 125.0-127.0
D-25-1a 102, 0-104. 0
D~25-3a 149.0~151. 0
Ph-2-F ®]
Ph-2-F #1
Ph-4-CE, *]
Ph-2-F-4-C1 69.0-71.0
Ph-3-F-4-C1 72.0-74.0
(D-23-2h) ~6-F 84.0-86.0
Ph-3-F *]
Ph-4-8 (0) CF, 81.0-83.0
Ph-4-S0,CF, 124.0-125.0
Ph-2, 4-C1, 100, 0-101. 0
Ph~2~CH,~4~F 73.0-75.0
Ph~2-CH,-4-C1 96.5-97.5
Ph-2-CF,-4-F 74, 0-76. 0
Ph-2-F-3-CF, §5. 0-96. 0
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16-0886
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cl
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1
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1
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c1
CF,
c1
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Pa-3-CF,~4-F 75, 0-~76. 0

Ph—2-F-4-CF, 70,0-71. 0
Ph-3-0CH,~4-F 89. 0-90. 0
Ph-3-0CH,~4-(1 95.5-97.5
Ph-2-F-4-0CH, 89.5-91.5
Ph-2-F-4-0CF, 40. 0-41. 0

T-17 90. 0-93. 0

Ph-2, 4, 5-F, 124.0~126.0

Ph-2, 4, 6-F, 105. 0-107. 0
Ph-2, 6-F,~4-Cl 100.0-104. 0
Ph-3, 5-F,-4-Cl 120.0-122.0

2-Naph 84, 0-85.0
(D-2-2b)-2-CH,~5-Cl 123.0-126.0
(D-23-1b) ~3, 5-Cl, 108.0-110.0
Ph-4-C1 *]

Ph-2=f-4-C1 *]

Ph-2, 4-F, ]
Ph-3, 4-F, 46. 0-47. 0

Ph-3, 4-C1, 65.0-67.0
Ph-2-F-4-CH, 57. 0-60. 0
Ph-2-CH,-4-C1 *1
Ph-2-F-4-CF, 3

Ph-3-0CH,-4-C1 *]
Ph~2, 4, 6-F, 64. 0-68. 0
Ph-3, 4, 5-F, 81.0-83.0
Ph-2, 6-F,~4-C1 *]
(D-23~2b) ~6-C1 127.0-129. 0
Ph-4-C1 107.0-108.0

Ph-4-(D-31-a) 129.0-130. 0
Ph—4-(D-32-a) 114.0-116.0
Ph~4~(D-34-a) 176. 0-178.0
Ph-2-F-4-0CHF, 50.0-52.0
Ph-3-F-4-0CHF, 60. 0-62. 0

T-156 %1

T-22 82, 0-86.0

i-Naph 106, 0-107. 0

T-27 109. 0-111. 0

T-28 129.0-132. 0
Ph-4-CF, *]

Ph-3, 4-C1, 76. 0-80. 0
Ph-2-CH,~4-C1 *]

Ph-2, 4-C1, *]
Ph-2-CH,-4-F *1
Ph-3-CF,-4-F x|
Ph-3-F-4-0CF, *]

T-17 53, 0-55. 0

Ph-2, 4, 5-F, 68.0-71.0

Ph-3, 5-F,~4-Cl 76.0-79.0



WO 2018/003924

[0472]

[3%18-4]

16-134
16-135
16-136
16-137
16-138
16-13%
16-140
16-141
16-142
16-143
16-144

o o i o i s s o =

=
ot

mm T o TR T T oTmoTm T

ey B> B> B> M s Be 5 M B> Bile o e » B>

279

Ct
Ct
Ci
Ci
Ct
Ct
ct
Ci
Cl
Cl
Cl

i

(=2

k

wl

o

<o

e

|

=]

ooty

|

il B BB B B Mo B
D Ol B B D

<

P-23-Z¢
Ph-4-C1

PCT/JP2017/023955
95.0-99.0
91.0-93.0
60.0-63. 0

129.0-133. 0
98.0-99. 0
102. 0~105. 0
152.0-155, 0
136.0-139.0
131.0-134. 0
93.0-96.0
*1
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F19#
, RS

y! FZ
>L (3 R3 R4 " E
o
O/C‘N N
H pig

No. R? R* R! R? ¥t R® m. p. (°C)
17-001 H H F F cl Ph-2-F 123.0-124. 0
17-002 H H F F cl Ph-3-F 99.0-102. ¢
17-003 H H F F cl Ph-4-F 107. 0-108. 0
17-004 H H F F cl Ph-3-C1 123. 0-126. 0
17-005 H H F F cl Ph-4-C} 116.0-118,0
17-006 H H F F 1 Ph-2-CF, 118.0-119.0
17-007  H H F F ¢l Ph-3-CF, 101.0~103.0
17-008 H H F F cl Ph-4-CF, 111.0-113.0
17-009  H H F F 1 Ph-3-0CH, 60. 0-62. 0
17-010  H H F F cl Ph-4-0CH, 125.5-128. 0
17-011  H H F F ct Ph-4-CN 134. 0-136. 0
17-012  H H F F cl Ph-2, 4-F, 108. 0-109. 5
17-013  H H F F Cl Ph-3, 4-F, 94.0-96. 5
17-014 H H F F Ct Ph-3, 5-F, 92.5-94, 0
17-015 H i F F cl Ph-3-F-4-0CF, 95.0-97. 0
17-016 B H F F cl D-2-2a 109, 0-111.0
17-017 H H F F 1 D-23-2a 156. 0-158. 0
17-018  H H F F c1 D-23-3a 99.0-101.0
17-019 CH, H F F cl c-Pr *1
17-020 CH, H F F cl Ph-4-~C1 *1
17-021 CH, B F F cl Ph~4-0CH, *1
17-022  CH, H F F cl Ph~4-CN *1
17-023  H H H H cl Ph-4-F 109.0-111.0
17-024 H i F F Cl Ph-2-C1 133.0-134. 0
17-025 H H F F 1 Ph~4-Br 117. 0120, 0
17-026  H H F F cl Ph-2-CH, 95.0-97. 0
17-027 H H F F Cl Ph-3-CH, 111.0-112.0
17-028 H K F F cl Ph~4-CH, 108.0-110. 0
17-029 H H F F cl Ph-4-Bu-t %1
17-030  H i F F cl Ph-2-0CH, 119.0-120.0
17-031  H H F 3 cl Ph-4~0CHF, 121.0-123.0
17032  H H F F Cl Ph-4-0CF, 116.0-118.0
17-033  H H F £ c1 Ph-4~SCH, 101.0-103.0
17-034 H H F F 1 Ph-4-S (0) CH, 117.0-119.0
17-035 H H F F cl Ph-4-S0,CH, *1
17-036  H H F F cl Ph-4-SCF, 104. 0-106. 0
17-037 H H F F cl Ph-4-NO, 158. 0-159. 0
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17-038
17-039
17-040
17-041
17-042
17-043
17-044
17-045
17-046
17-047
17-048
17-049
17-050
17-051
17-052
17-053
17-054
17055
17-056
17-057
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17-059
17-660
17-061
17-062
17-063
17-064
17-065
17-066
17-067
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17-070
17-071
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17073
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17-077
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17-079
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17-082
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17-084
17-085
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Ph-3-Cl-4-F 125, 0-128.0
Ph-2-F-4-C1 104, 0-107. 0
Ph-3-F~4~Cl 111.0-114. ¢
Ph-3, 4-Ci, 118.0-121. 0
Ph-3, 4, 5-F, 108. 0-110. 0
D-1-2a *1
D-2-1a 100.0-104. 0
(D—8-2b) ~2~CH, %1
(D-23-2b) -6-F #*]
(D-23-2b) ~6-C1 114.0-117.0
(D-23-3b) -2-F 110.0-113.0
(B-23-3b) ~3-F 112.0-114. ¢
Ph-4-F *]
Ph-4-F 70.0-73.0
Ph-4-F 103.0-104. 0
Ph-4-~F 117.0-119. 0
Ph-4-CF, 99. 0~101. 0
Ph—4-F *]
Ph-2-F 129. 0~129. 5
Ph-4-Cl 134.0-138.0
Ph—-4-CF, 132.0-134.0
Ph~2-F-4-C1 123.0-125.0
Ph-2-CH,~4-F 98.0-99. 0
Ph-2-F-4-CH, 119.0-121.0
Ph-2-CH,~4-Cl 114.0-116.0
Ph-3-CF,~4-Cl 143.0-145. 0
{D-1-2b) -2~CH, *]
(D-2~2b) -5-CH, *]
{D~6~1a) -1-CH, *1
D-23-1a *1
(b-23-2b) -6-CF, 113.0-115.0
p-25-1a 119.6-121.0
D-25-3a 153.0-155.0
Ph-2-F ®]
Si(CHy), 88. 0~80. 0
Ph-2-F 108. 0-110.0
Ph-2-F-4-C1 127.0-129.0
Ph-3-F-4-C1 117.0-119. 0
(D-23-2b)-6-F 123.0-124.0
Ph-3-F *]
Ph-4~S{0) CF, 122.0-124. 0
Ph-4-S0,CF, 122.0-125.0
Ph-3, 4-C1, 130.0-131.0
Ph-2-CF,~4-F 102. 0-104. 0
Ph-2-F-3-CF, 116.0-118.0
Ph-3-CF,~4-F 119.0-120.0
Ph~2-F-4~CF, 119.0-120.0
Ph-3-0CH,~4-F 121.5-122.5
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17-0886
17-087
17-088
17-089
17-090
17-091
17-092
17-093
17-094
17-095
17-096
17-097
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17-099
17-160
17-101
17-102
17-103
17-104
17-105
17-106
17-107
17-108
17-109
17-110
17-111
17-112
17-113
17-114
17-1158
17-116
17-117
17-118
17-119
17-120
17-121
17-122
17-123
17-124
17-125
17-126
17-127
17-128
17-129
17-130
17-131
17-132
17-133
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Ph~3-0CH,~4~C1
Ph~2~F-4-0CH,
Ph-2-F-4-0CF,

2—Nap
(D-2-2b) -2-CH,~5-C1
{D-23-1b) -3, 5-C1,
Ph-4-Ci
Ph-2-F-4-C1
Ph~2, 4-F,
Ph-3, 4-F,
Ph~3, 4-Cl,
Ph-2-F-4-CH,
Ph-2-CH,~4-C1
Ph-2-F-4-CF,
Ph-3-0CH,~4-C1
Ph-2, 4, 6-F,
Ph-3, 4, 5-F,
Ph-2, 6-F,~4-C1
(D-23-2b) ~6-C1
Ph-4-C1
Ph-4-0Pen
Ph~4-0CH,CF,
Ph—4-(D-31-a)
Ph~4- (D~32-a)
Ph~4- (D-34-a)
Ph-2, 6-F,
Ph-3, 5= (CF,),
Ph-2-F-4-0CHF,
Ph-3-F-4-0CHF,
T-15
1-22
i~Naph
T-25
T-26
T-27
T-28
Ph—4-CF,
Ph-3, 4-Cl,
Ph-2-CH,~4-Cl
Ph-2, 4-C1,
Ph-2-CH,~4-F
Ph-3-CF,~4-F
Ph-3-F-4~0CF,

119.0-121. 0
114.5-115.5
115.0-117. 0
94.0-97.0
92.0-93.0
130.0-132. 0
123.0-125. 0
148.0-151. 0
96.0-98.0
*1
108.0-110.0
142.0-143. 0
*]
93.0~96.0
122.0-124.0
104. 0-107.0
129.0-131. 0
109.0-111. 0
95.0-98. 0
119.0-120.0
123.0-125.0
132.0-134.0
118.0-121. 0
138.0-139.0
136.0-138.0
119, 0-121. 0
132.0-136. 0
114.0-116.0
164, 0-166. 0
108.0-111.0
112.0-114.0
69.0-72.0
122.0-123.0
116.0-118.0
*1
131. 0-133.
118. 0-119.
126, 0~127.
108. 6-109.
109.0-111.
129. 0132,
135. 0-137.
137. 0~139.
105. 0-107.
123. 0-125.
97. 0-100.
I11. 0-113.
103. 0-106.

[l S e B e v B e
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17-134  CH, H F F cl T-17 97. 0-100. 0
17-135 CH, H B F cl Ph-2, 4, 5-F, 124. 0~127. 0
17-136  CH, H F F cl Ph-3, 5-F,~4~C1 123.0-124. 0
17-137 H H 2 F cl T-16 156, 0~158. 0
17-138  H H F F c1 T-40 172.0-174. 0
17-139 | H F F c1 T-42 157.0-158. 0
17-140  H H F F c1 T-44 121.0-123.0
17-141 K 3 F F c1 T-46 144. 0~147.0
17-142 H il F F cl T-51 178.0-179. 0
17-143  H H F F C1 T-60 167. 0~169. 0
17-144 H il F F c1 D-23-2¢ 143.0~145. 0
17-145 Ft H 2 F cl Ph-4-C1 *1

[0476] [3=20]
FEoOFE
O

No. R? Rt R! R? Y RS mp. {(°C)
18-001 H H CH, F cl Ph~4~F 153. 0~155. 0
18-002 H H F H cl Ph-4-F 184, 0186, 0
18-003 H H F H cl Ph~2~F 181. 0~182. 0
18-004 H i F & cl Ph-4-C1 182.0-184. 0
18-005 H H F H Cl Ph-4-CF, 171.0-173.0
18-006 H H F H cl Ph~2-F-4-C1 153. 0~157. 0

BIR~BL20ROEEMDI B, RPICMROEHDRVMEEGHID AR
JMVTF—89%HE2 1RICTRY,
[0477]
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B2 1E

No. TH NMR (CDCly, Me,Si, 300MHz)

1-012  §8.65-8.7 (m, 2H), 8.59 (d, J=1.7Hz, 1H), 7.99 (d, I=2,0Hz, 1H),

.65-7.7 {m, 1H), 7.5-7.6 (m, 3H}, 7.4-7.45 (m, 2H), 6.44 (bs, 1H),
4.4-4.6 (m, 2H),

1-015(+)  [e]p®®%6.38° (CHCI,, c¢=0.0008), 99%e.e.

1-015(-)  [alp®™%6.64" (CHCL,, c=0,0011), 99%e.e.

1-018 §8.52 (d, J=1.B5Hz, 1H}, 7.93 (d, J=1.5Hz, 1H), 7.4-7.7 {(m, 6H),
7.0-7.15 {m, 3H), 1.76 {s, 6H).

1-031 §8.53 (d, J=1.8Hz, 1H}, 7.93 (d, J=1.8Hz, 1H), 7.5-7.7 (m, 4H},
7.45-7.5 {m, 2H), 7.35-7.4 (m, 2H), 6.50 (t, J=6.3Hz, 1H),

4.46 (td, J=13.5, 6.3Hz, 2H), 1.33 (s, 9H),

1-035  §8.55 (d, J=1.7Hz, 1H}, 7.95 {d, J=1.7Hz, 1H), 7.5-7.7 (m, 4H),
7.29 (t, J=7.8Hz, 1H), 7.14 (dt, J=7.8, 1.5Hz, IH),

7.06 (dd, J=2.7, 1.5Hz, 1H), 6.96 (ddd, I=7.8, 2.7, 1.5Hz, LH),
6.46 (t, J=6.3Hz, 1H), 4.47 (td, J=13.2, 6.3Hz, 2H), 2.84 (s, 3H).

1-062 68.5-8.6 (m, 1H), 7.8-7.9 (m, 1H), 7.65-7.7 {m, 1H), 7.45-7.65 (m, 2H),

7.3-7.4 (m, 1H), 6.27 {d, J=9.9Hz, 1H), 5.2-5.45 (m, 1H},
1.70 (d, J=19.8Hz, 6H), 1.45 (d, J=6.8Hz, 3H),

1-064 §8.58 (d, J=1.7Hz, IH), 8.0-8.% (m, 2H), 7.93 (d, J=1.THz, 1H},
7.8-7,9 (m, 2H), 7.5-7.8 (m, 2H), 6.9-7.0 (m, 2H)
6.36 (d, J=9.5Hz, 1H), 5.2-5.4 (m, 1H), 3.84 (s, 3H),
1.42 (d, J=7.2Hz, 3H).

1-074 §8.4-8.5 (m, 1H), 7.85-7.9 {(m, 1H), 7.5-7.7 (m, 4H},

7.27 (d, J=1.8Hz, IH), 6.50 (t, J=6.0Hz, LH), 6.42 (d, J=1.8Hz, 1H),
4.4-4.5 {m, 20}, 2.44 (s, 3H),

1-117 8 8.60 (d, J=1.5Hz, 1), 7.93 (d, J=1.BHz, IH), 7.75-7.85 (m, 1H),
7.6-7.7 {m, 1H), 7.45-7.6 (m, 2H), 7.25-7.4 (m, 2H}, 7.1-7.2 (m, 1H),
6.29 {(d, J=8.9Hz, 1H), 5.2-5.45 (m, tH), 1.47 {(d, J=T7.1Hz, 3H),

1-140  §8.80 (d, J=2.1Hz, 1H), 8.50 (d, J=1.8Hz, 1H), 7.91 (d, J=1.8Hz, 1H),
7.86 {(d&d, J=7.8, 2.1Hz, 1B), 7.5-7.7 (m, 5H}, B.47 (bs, 1H),

4. 4~4.55 (m, 2H),

2-001 &§8.73 (d, J=5.1Hz, 1H), 8.59 {(d, J=1.8Hz, 1H), 8.23 (t, J=6.CHz, 1H),
8. 17 (d, J=5.1Hz, 1H), 7.93 {d, J=1.8Hz, iH), 7.5-7.6 (m, 3H),
7.06-7.15 (m, 2H), 4.4-4,55 (m, 2H),

2-002 §8.65-8.7 {(m, 1H), 8.55-8.6 {m, 1H), 8.4-8.5 (m, 1H), 8.1-8.25 (m, 1H),
7.85-7.9 (m, 1H), 7 75 7 8 (m, 1H), 7.4-7.5 (m, 2H),

5-3, 45 (m, 1.4

4,5

-1

7.3-7.4 (m, 2H), 5.1 1H), 9 (d, J=6.5Hz, 3H).
2-015 §8.64 (d, J=1.8Hz, 1H), 8.42 (ddd, J=4,5 1.5, 0.6Hz, 1H), 8.11 (bs, 1H),
7.80 (d, J=1.8Hz, 1H), 7.78 (ddd, J=8.4, 1.5, 0.6Hz, IH),
7.51 (td, J=7.2, 1.8Hz, 1H), 7.3-7.4 (m, 2W), 7.1-7.15 (m, 2H),
3.8-3.9 (m 3H), 1.34 (4, J=6.6Hz, 3H),
2-058 §8.61 (d, J=1.8Hz, IH}, 8,47 (dd, J=4.8, L.8Hz, 1H), 8.15-8.2 (m, 1H),
7.93 (d, J=1.8Hz, 1H), 7.78 (dd, J=8.4, 1.8Hz, IH), 7.65-7.7 {(m, 4H),
7.36 (dd, J=8.4, 1.8Hz, iH), 5.25-5.4 (m, 1H), 1.50 (d, J=6.9Hz, 3H).
2-084  §8.74 (d, J=4.8Hz, iH), 8.57 (4, J=1.8Hz, 1H), 8. 13 {(d, J=8. 4Hz, LH),

[0478]
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8.04 (d, J=9.9Hz, 1H), 7.91 (d, J=1.8Hz, 1H),
7.56 {dd, J=8.4, 4.8Hz, 1H), 7.3-7.4 {n, 3H), 5.25-5.4 (m, 1H),
1.37 (&, J=6.9Hz, 3H),

3-002 58.55-8.6 (m, 2H), 8.45-8.5 (m, 1H), B8.1-8.15 (m, IH),
7.95-8.05 (m, 1H}), 7.93 (d, J=1.8Hz, iH), 7.3-7.4 (m, 3H),
7.05-7.15 (m, 1H), 4.35-4.6 (m, 2H),

3-018 §68.80 (dd, J=4.8, 1.7Hz, 1H), 8.56 (d, J=1.THz, 1H),
8.06 (dd, J=7.8, 1.7Hz, 1H}, 7.94 (d, J=1.7Hz, 1H),
7.88 (dd, J=7.8, 4.8Hz, IH}, 7.5-7.6 {m, 2{), 7.05-7.15 (m, 3,
6.9-7.0 (m, 1H), 4.50 (td, J=13.2, 6.3Hz, 2H),

3-026 §8.58 (d, J=1.8Hz, 1H), 8.46 (dd, J=4.8, 2.1Hz, 1H),
8.12 (dd, J=7.5, 2.1Hz, 1H), 7.95 (d, J=1.8Hz, 1H), 7.45-7.5 (m, 2H),
7.4-7.45 (m, 2Hy, 7.34 (dd, J=7.5, 4.8Hz, 1H), 7.32 (bs, 1H),
4.49 (td, J=13.5, 6.3Hz, 2H), 1.34 (s, 9H),

3-051 §8.51 (d, J=I.7Hz, 1H), 8.4-8.45 (m, 1H), 8.1-8.15 (m, 1H),
7.80 (d, J=1.7Hz, 1K), 7.7-7.75 {(m, 1H), 7.45-7.55 (m, 2H),
7.3-7.35 (m, 1HY, 7.0-7.1%1 (m, 2H), 3.92 (4, I=6.5Hz, 2H),
1.60 (s, 6H),

3-059 §8.7-8.75 {(m, 1H), 8.61 (d, J=1.THz, IH), 7.97 (d, J=1.7Hz, 1H),
7.8-7.85 {m, 1H), 7.65 (s, 4H), 7.45-7.5 (m, 1H},
6.86 (t, J=55.9Hz, 1H), 6.80 (d, J=9.5Hz, 1H), 5.2-5.45 {m, 1H},
1.50 (d, J=6.8Hz, 3H),

3-062 §8.67 and 8.60 (d, J=1.8Hz, 1H}, B8.45-8.5 and 8. 35-8.45 (m, 1H),
8.09 and 7.76 (dd, J=8.0, 2.5Hz, 1H), 7.94 and 6.75 (d, J=8.0Hz, 1H),
7.85 and 7.82 {d, J=1.8Hz, W), 7.45-7.6 {(m, 2H), 7.2-7.4 (m, 1H),
7.0-7.15 {(m, 2H), 4.97 and 4.84 (4, J=2.8Hz, 1H),
4.75-4.9 and 4.7-4.55 {m, 1H), 3.40 and 3.37 (s, 3H),
1.50 and 1.16 {(d, J=6.7Hz, 3H),

3-076  §8.52 (d, J=1.8Hz, 1H), 8.45-8.5 (m, 1H), 8.1-8.15 {m, IH)
7.85-7.9 {m, I1H), 7.34 (dd, J=8.1, 4.8Hz, 1H), 7.30 (bs, 1H),
7.27 (d, J=1.8Hz, 1H), 6.42 {(d, J=1.8Hz, 1), 4.4-4.5 {(m, 2W},
2.44 (s, 3H),

3-175  §8.61 (4, J=1.8Hz, 1H), 8.45 (dd, J=4.8, 2.1Hz, 1H),
7.97 (dd, J=8.1, 2.1Hz, 1H), 7.95 (d, J=1.8Hz, 1H),
7.81 (dd, J=6.9, 2.1Hz, 1B}, 7.7-7.75 {m, IH},
7.32 (dd, J=8.1, 4.8Hz, W), 7.2-7.3 (m, 1H), 7.01 (d, J=9.9Hz, 1H),
5.3-5.45 (m, 1H), 1.52 (d, J=6.%Hz, 3H).

5-001 §8.55-8.6 (m, IH), 7.95-8.05 (m, 1M), 7.55-7.6 (m, 2H),
7.42 (d, J=2.1Hz, 1H), 7.25-7.3 (m, 2H), 7.05-7.1 (m, IH),
6.57 {d, J=2.1Hz, 1H), 4.43 (1d, J=13.2, 6.6Hz, 2H),

7-007 88.54 {d, J=2.0Hz, 1H), 7.79 (d, J=2.0Hz, 1H), 7.45-7.6 (m, 2H),
7.35~7.45 (m, 2H), 7.15-7.25 (m, 2H), 7.0-7.15 (m, 1H),
3.4-3.7 {m, 2H), 3.05-3.35 (m, 2H).

7-012  58.50 (d, Jj=l.7Hz, 1H), 7.86 (d, J=1.7Hz, 1H), 7.44 (4, J=5.5Hz, 1H),
7.22 (d, J=5.8Hz, 1), 6.86 (d, J=8. 2Hz, 1H}, 5.15-5.35 {(m, 1H),
1.74 (d, J=19.8Hz, 6H), 1.46 (d, J=6.8Hz, 3H).

8-005 §8.56 (s, 1H), 8.04 {d, J=8.3Hz, 1H), 7.88 (s, 1H), 7.3-7.7 (m, 2H),
7.15-7.3 (m, 1H), 6.95-7.15 (m, 1H), 6.60 (d, J=9.8Hz, L,
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L15-5.4 (m, 1H), 1.44 (d, J=6.7Hz, 3H),

.41 {d, J=1.7Hz, 1H), 7.83 (s, 1H), 7.73 (d, J=1.7Hz, 1H),
.8-6.9 (m, LH}, 6.81 (t, J=54.0Hz, 1H), 5.15-5.35 (m, IH),
.90 (s, 3H), 1.45-1.55 {m, 1H), 1.43 (d, J=6.0Hz, 3H),
L9-1.0 (my, 2H), 0.8-0.9 (m, 20),

.45-8.6 {m, 1H), 7.75-7.85 (m, 2H), 7.4-7.7 (m, 3H), 7
L7-6.9 {m, 1H), 4.6-4.75 (m, 1H), 3.90 (s, 3H), 3.05-3
.25-1.3 {m, 3H),

.57 (d, J=2.0Hz, 1H), 7.8-7.85 (m, 2H), 7.45-7.55 {m, 1H},

L3774 (m, iH), 7.1-7.2 (m, 20), 6.95-7.05 (m, 1H),

.90 {t, J=53.9Hz, 1H), 4.6-4.75 (m, 1H), 3.91 (s, 3H),

1-3.3 (m, 2H), 1.29 (d, J=6.8Hz, 3H).

.62 {d, J=1.BHez, IH), 7.97 (d, J=1.5Hz, 1H), 7.95 (s, lH),
.75-7.85 (m, 4H), 7.05-7.1 {m, 1H), 6.77 (t, J=54.6Hz, 1H),

.43 (td, J=12.9, 6.0Hz, 2H), 3.92 (s, 3H),

.57 {d, J=1.8Hz, 1H), 7.82 (s, 1H), 7.80 (d, J=1.8Hz, 1H)

L4-7.45 (m, W), 7.15-7.2 (m, 2H), 6.95-7.0 (m, 1H),

.89 (t, J=b4.6Hz, 1H), 4.65-4,75 (m, 1H), 3.92 (s, 3H),

.29 {(dd, J=14.4, 6.9Hz, M), 3.17 (dd, J=14.4, 5. 4Hz, 1H),

.30 (4, J=6.9Hz, 3H).

.82 (&, J=1.8Hz, 1H), 7.95 (d, J=1.8Hz, 1H), 7.84 (s, 1H),
.85-7.7 (m, 1H), 7.4-7.45 (m, 2H), 6.80 (t, J=54.6Hz, 1H),

. 85-6.9 (m, 1H)}, 5.25-5.35 (m, IH), 3.90 (s, 3H),

.46 (d, J=6.9Hz, 3H),

.86 (d, J=1.8Hz, 1H), 8.25 (d, J=1.8Hz, iH), 7.94 (s, 1H),

.5-7.55 (m, 2H}, 7.35-7.4 (m, 2H}, 6.95-7.0 (m, IH),

.74 (t, J=54.8Hz, LH), 4.44 (td, J=13.2, 6.0Hz, 2H), 3.91 (s, 3H),
.60 (d, J=1.8Hz, 1H), 7.82 (s, 1H), 7.81 {(d, J=1.8Hz, 1H),
.6-7.65 {m, 4H), 6.97 (d, J=8.1Hz, 1H), 6.88 (t, J=54.6Hz, lH),
.65-4.75 (m, 1M}, 3.91 (s, 3H), 3.26 (dd, J=14.4, 7.2Hz, 1H),

18 (dd, J=14.4, 5.4Hz, 1H}, 1.31 {d, J=6.9Hz, 3H),

53 (d, J=1.8Hz, 1H}, 7.82 (s, 1H), 7.77 (d, J=1.8Hz, 1H),

40 (d, J=8.1Hz, 1H), 7.25 (d, J=2.1Hz, iH),

17 (dd, J=8.1, 2.1Hz, i), 6.99 (d, J=7.8Hz, 1H),

89 (t, JI=54.6Hz, 1H), 4.65-4.75 (m, 1H), 3.92 (s, 3H)

26 (dd, J=14.7, 7.2Hz, 1H), 3.16 (dd, J=14.7, 5.T7Hz, 1H),

48 (s, 3H), 1.30 (d, J=6.9Hz, 3H),

59 (d, J=1.8Hz, 1H), 7.94 (d, J=1.8Hz, 1H), 7.88 (s, 1H),

3-7.4 {n, 1H), 7.0-7.1 (m, 1H), 6.73 {d, J=9.6Hz, 1H),

.25-5.3 (m, 1H), 3.94 (s, 3H), 1.46 (d, J=7.2Hz, 3H),

.60 (d, J=2.0Hz, I1H), 7.93 (d, J=2.0Hz, 1H), 7.5-7.65 (m, 3H),
L05-7,15 (m, 2H), 4.40 (td, J=13.5, 6.5Hz, 2H), 2.53 (s, 3H),

.60 (d, J=2.1Hz, 1H), 7.96 {d, J=1.THz, 1H), 7.9-7.95 (m, IH)
L4-7.5 (m, 1H), 7.15-7.25 (m, 2H), 7.03 (d, J=9.9Hz, IH),

15-5.4 (m, 1H), 1.49 (d, J=6.8Hz, 3H),

.56 (d, J=1.8Hz, 1H), 7.93 (d, J=1.8Hz, 1H), 7.45-7.5 (m, 2H),
L3745 (m, 3H), 6.9-7.0 (n, 2H), 6.65 (t, J=6.3Hz, 1H),

.47 (td, J=I13.5, 6.3Hz, 2H), 1.34 (s, 9H).
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14-046 §8.45-8.5 {(m, 1H}, 7.75-7.8 (m, LH), 7.45-7.55 (m, 2H),
‘ 7.25-7.35 (m, 1H), 6.95-7.15 (m, 3H), 6.85-6.95 (m, 2H)
3.90 (d, J=6.5Hz, 2H), 1.59 (s, 6H),

15-004 8 8.62 and 8.48 (d, J=1.8Hz, IH), 7.95 and 7.86 (d, J=I.8Hz, 1H),
7.35-7.8 (m, 8H}, 4.45-5.0 (m, 2H), 4.2-4.35 (m, 2H),

15-0065 & 8,63 and 8.48 (d, J=1.5Hz, 1H), 7.91 and 7.82 (d, J=1.5Hz, 1H),
7.65-7.7 {m, 1IH), 7.45-7.6 (m, 4H), 7.25-7.4 (m, 3H), 5.6-5.9 (m, IH),
5.15-5.35 {m, 2M}, 4.65-5.0 {m, IH), 3.85-4.5 {(m, 3H),

15-006 & 8,63 and 8.49 (d, J=1.8Hz, 0, 7.93 and 7.83 (d, J=1.8Hz, IH),
7.65-7.75 {m, 1H), 7.45-7.65 (m, 4H), 7.35-7.4 (m, 3H),
4.7-5.15 (m, 2H), 4.0-4.4 (m, 2H), 2.3-2.35 (m, 1H),

15-007 & 8.59 (d, J=1.BHz, 1M}, 7.92 (d, J=1.5Hz, i), 7.7-7.75 (m, LH},
7.6-7.65 (m, 3H), 7.45-7.5 {m, 2H), 7.35-7.4 (m, 2H), 4.7-4.75 (m, 1H),
3.8-4.0 {m, 1H),

15-008 &8.56 (d, J=1.5Hz, 1H), 7.90 (d, J=i.5Hz, 1H), 7.7-7.75 (m, 1H),
7.85-7.7 {m, 3W), 7.45-7.5 (m, 2H), 7.35-7.4 {m, 2H),

4,80 (%, J=13.8Hz, 2H), 2.38 and 2.28 (s, 3H),

15-011 §8.62 and 8.48 (d, J=1.8Hz, 1H), 7.91 and 7.82 (d, J=1.8Hz, 1H),
7.3-7.7 (m, 8H), 4.9-5.05 and 4.5-4.65 (m, 2H), 4.0-4.4 (m, 1H)
3.2-3.35 and 3.05-3.2 {(m, 1H), 1.15-1.3 and 0.8-0.95 {(m, 1H),
0.05-0.65 (m, 4H),

15-012 §8.61 and 8.48 (d, J=1.8Hz, 1H), 7.92 and 7.82 (d, J=I1.8Hz, IH),
7.3-7.75 (m, 8H), 4.5-4.72 (m, 4H), 3.47 and 3.16 (s, 3H),

15-013 §8.69 and 8.63 (d, J=1.8Hz, 1H), 7.99 and 7.93 (d, J=1.8Hz, I,
7.6-7.65 (m, IH), 7.35-7.55 (m, 4H), 7.1-7.2 (m, 2H), 6.95-7.0 (m, LH)
5.95-6.05 (m, 1H), 2.5-2.6 (m, 1H), 1.67 and 1.59 (d, J=6.6Hz, 3H),
0.4-0.7 (m, 4H),

15-014 & 8.6-8.65 (m, 1H), 7.85-7.9 (m, 1H), 7.6-7.65 {m, IH), 7.45-7.5 (m, 4H),
7.35-7.4 (m, 2H), 6.95-7.0 (m, 1H), 5.95-6,05 (m, 1H), 2.5-2.6 (m, IH),
1.67 and 1.58 (d, J=7.2Hz, 3H), 0.4-0.7 (m, 4H),
10, 7.

15-015 6 8.66 (d, J=1.8Hz,

85
95
7.
), 7.90 (d, J=1.8Hz, IH), 7.6-7.65 {(m, 1H),
7.3-7.5 (m, 5H), 6.85-
-
1.
3=
6.

0 (m, 1H), 5.95-6.05 (m, 1H), 2.55-2.6 {(m, LH),
z, 3H), 0.4-0.7 (m, 4H),

7.
1.68 and 1.58 (4, 8Hz
8Hz, 1H), 7.89 and 7.80 (d, J=1.8Hz, LH},
7. 4 4
9Hz

J=
15-016 §8.60 and 8.45 (d, J
7.
J=

7.45-7.7 (m, 6H), 4 (m, 2H), 4.8-4.9 (m, 1H), 3.7-4.25 (m, 2H)
1.23 and 1.20 (4, 6H)

15-017 §8.4~8.7 (m, 1H), 7.8-7.9 (m, 1H), 7.35-7.75 (m, 8H), 4.4-5.3 (m, 3H),
2.45 and 2.25 (s, 3H), 1.35-1.8 {(m, 3H),

16-002 §8.65-8.9 {(m, IH), 7.85-8.05 (m, IH), 7.3-7.45 {(m, IH), 7.2-7.3 (m, 2H),
7.6-7.15 (m, 1H), 3.4-3.6 (m, 21, 1.59 (bs, 2H),

16-011 68.62 {(d, J=1.7Hz, 1H), 7.91 (d, J=1.7Hz, 1iH), 7.45-7.535 (m, 2H),
7.35-7.4 (m, 2H), 3.75-4.00 (m, lH), 1.60 (bs, 2H)
1.24 (d, J=6.8Hz, 3H),

16-015 §8.59 (d, J=1.7Hz, IH), 7.92 (d, J=1.7Hz, iH), 7.25-7.55 (m, 4H),
3.52 (t, J=14.0Hz, 2, 1,57 (bs, 2H),

16-018 §8.6-8.65 (m, IH), 7.9-7.95 (m, 1H), 7.2-7.35 (m, 4H), 3.45-3.6 {m, 2H)
2.52 (s, 3H), 1.53 (bs, 2H),

16-022 88.62 (d, J=1.5Hz, 1H), 7.93 (d, J=1.5Hz, 1H), 7.65-7.8 (m, 2H)
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7.45-7.65 (m, 2H), 3.3-3.8 (m, 2H), 1.60 (bs, 2H),

16-023 6 8.62 (d, J=1.5Hz, 1H}, 7.95 (d, J=L.5Hz, 1H), 7.6-7.8 (m, 2H),
7.5-7.6 (m, 2H), 3.4-3.7 {m, 2H}, L.60 {(bs, 2H),

16-026 68.55-8.6 (m, 1M), 7.9-7.95 (m, IH), 7.45-7.5 (m 2H), 6.9-6.95 (m, 2H),
4.3-4.4 (m, 2H), 3.84 (s, 3H),

16-027 §8.60 (d, J=1.8Hz, 1H), 7.92 (d, J=1.8Hz, LH), 7.55-7.6 (m, 2H),
7.1-7.15 (m, 2H), 6.56 (t, J=73.8Hz, 1H), 3.82 (t, J=13.8Hz, 2H),
1.53 (bs, 2H),

16-028 68.55~8.6 (m, 1H), 7.9-8.0 {(m, 1), 7.55-7.6 (m, 2H), 7.25-7.3 (m, 2H),
3.45-3.6 (m, 2H), (.53 (bs, 2H),

16-034 68,62 (d, J=1.8Hz, LH), 7.95 (d, J=1.8Hz, 1H), 7.6-7.75 (m, 4,
3.4-3.7 {n, 2H), 1.60 (bs, 2H),

16-041 68.60 and 8.57 (d, J=2.1Hz, 1H), 8.00 and 7.94 (d, J=2.1Hz, 1H)
7.3-7.45 {m, 3H), 3.45-3.6 (m, 2H), 1.55 (bs, 2H).

16-043 68.56 (d, J=1.8Hz, iH}, 7.89 (d, J=1.8Hz, 1H), 7.6-7.75 (m, 1H),
7.45 (1, J=1.8Hz, IH), 6.5-6.55 (m, 1H), 3.51 (t, J=13.8Hz, 2H),
1.55 (bs, 2H),

16-044 §8.58 (d, J=1.8Hz, 1H), 7.91 (d, J=1.8Hz, 1H),
7.40 (dd, J=5.1, 1.2Hz, iH), 7.38 {(dd, J=3.6, 1.2Hz, IH)},
7.06 (dd, J=5.1, 3.6Hz, iH), 3.52 {t, J=14.iHz, 2H}, 1.55-1.6 {(m, 2H).

16-053 68.4-8.45 (m, 1H), 8.00 {d, J=9.0Hz, 2H), 7.7-7.8 {m, IH},
7.00 {d, J=9.0Hz, 2H), 4.25-4.3 (m, 1H), 3.90 (s, 3H), 1.63 {(bs, 2H),
1.25 {d, J=6.6Hz, 3H),

16-054 §8.65 (d, J=1.5Hz, 1H), 7.95 (d, J=1.8Hz, 1H}, 7.6-7.75 {(m, 4H),
3.75-3.95 (m, IH}, 1.61 (bs, 2H), 1.25 (d, J=6.6Hz, 3H),

16-060 §8.6-8.65 (m, 1H), 7.8-7.85 (m, 1H), 7.45-7.5 (m, 2H), 7.35-7.4 (m, 2H),
5.85 (ddd, J=48.0, 6.9, 4.5Hz, 1H), 3.2-3.45 (m, 2H), 1.57 (bs, 2H).

16-061 &8.69 (d, J=L.8Hz, W), 7.87 (d, J=1.8Hz, 1H), 7.45-7.5 (m, 1H),
7.15-7.2 (m, 2H), 5.86 {ddd, J=48.0, 6.9, 4.5Hz, 1H), 3.2-3.4 (m, 2H),
1.56 (bs, 2H),

16-064 8 8.5-8.55 (m, 1H), 7.85-7.9 (m, 1H), 7.31 (d, J=1.8Hz, IH),
6.43 (d, J=1.8Hz, 1H), 3.51 (t, J=14.1Hz, 2H), 2.45 (s, 3H),
1.55 (bs, 2H),

16~0656 §8.55 {d, J=1.8Hz, 1H), 7.88 (d, J=1.8Hz, 1H), 7.38 (d, J=1.5Hz, 1H).
6.85-6.9 (m, 1H), 3.51 (t, J=14.1Hz, 2H), 2.49 (d, J=1.2Hz, 3H),
1.55 (bs, 2H),

16-066 §8.60 {d, J=1.8Hz, 1H), 7.92 (d, J=1.8Hz, LH), 7.38 (4, J=2.4Hz, 1H)
6.51 {(d, J=2.4Hz, 1H), 3.95 (s, 3H), 3.51 (t, J=14.1Hz, 21,
1.54 {bs, 2H),

16-067 &8.65-8.7 (m, 2H), 8.00 (d, J=1.BHz, 1), 7.75 (td, J=7.8, 1.5Hz, IH),
7.55-7.6 (m, 1H), 7.33 (ddd, J=7.8, 4.8, L. 5Hz, IH),
3.52 (t, J=14,1Hz, 2H), 1.57 (bs, 2H).

16-072 §8.6-8.65 (m, IH), 7.81 (d, J=1.8Hz, 1M}, 7.52 (vd, J=7.2, 1.8Hz, 1K),
7.3-7.4 {m, 1H}, 7.1-7.15 (m, 2H), 3.45-3.6 (m, IH), 2.9-3.0 (m, 2H),
1.63 (bs, 2H), 1.27 {(d, J=6.9Hz, 3H),

16-073 68.66 (d, J=i.5Hz, 1H), 7.95 (d, J=1.5Hz, 1H),
7.54 (td, J=7.2, 1.8Hz, 1H), 7.35-7.45 (m, 1H), 7.1-~7.3 (m, 2H),
3.75-3.95 (m, 1H), 1.57 (bs, 2H), 1.25 (d, J=6.6Hz, 3H).
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66 (d, J=1.5Hz, 1H), 7.95 (d, J=1.5Hz, 1H), 7.65-7.7 {(m, 4H),
8-3.95 {m, 1H), 1.56 (bs, 2H), 1.25 (d, J=6.9Hz, 3H),

55 (d, J=1.8Hz, 1), 7.79 (d, J=1.8Hz, 1H), 7.3-7.4 (m, 2H),
2-7.3 (m, 1H), 7.05-7.1 (m, 1H), 3.05-3.2 (m, 4H},

55-8.6 {m, LH), 7.80 (d, J=2.4Hz, 1H), 7.45-7.5 {m, 2H),

3-7.4 (m, 2H), 2.95-3,05 (m, 2H), 1.0-1.05 (m, 4H),

58 (d, J=1.8Hz, 1M), 7.80 (d, J=1.2Hz, 1H), 7.4-7.5 (m, 1H),
15-7.2 {m, 2H), 3.5-3.55 (m, i), 2.9-3.1 (m, 2H), 1.94 (bs, 2H),
22 (d, J=6.0Hz, 3H),

64 (d, J=1.7Hz, 1H), 7.93 (d, J=1.7Hz, 1H), 7.45-7.6 {m, 1H),
85-6.95 (m, 2H), 3.89 (bs, IH), 1.15-1.3 (m, 5H),

62 (d, J=1.8Hz, IH), 7.90 (d, J=1.8Hz, 1H), 7.4-7.45 {m, 1H},
25-7.3 (m, 1H), 7.15-7.2 (m, 1H), 3.8-3.9 (m, 1}, 2.49 (s, 31,
57 (bs, 2H), 1.25 (d, J=6.0Hz, 3H),

68 (d, J=1.8Hz, IH), 7.97 (d, J=t.8Hz, 1H), 7.6-7.7 (m, IH),
4-7.5 (m, 2), 3.8-3.9 (m, W), 1.59 (hs, 2H),

25 (d, J=6.9Hz, 3H).

63 (d, J=0.9Hz, tH), 7.92 (d, J=0.9Hz, 1H), 7.35-7.4 (m, 1iH),
1-7.15 (m, 2H}, 3.95 (s, 3H), 3.8-3.9 (m, 1H), 1.56 (bs, 2H),

25 (d, J=T7.2Hz, 3H).

66 (d, J=1.BHz, 1), 7.96 (d, J=1.5Hz, 1H), 7.0-7.05 {m 2H),
8-3.95 (m, 1H), 1.67 (bs, 2H), 1.25 (d, J=6.0Hz, 2H).

57 {d, J=1.8Hz, 1H), 7.90 (d, J=1.8Hz, 1H}, 7.41 (s, 1),

33 (4, J=8.1Hz, 1H), 7.23 (d, J=8.1Hz, 1H), 3.52 (t, J=14. 1Hz, 2H),
9-3.0 {m, 4H), 2.0-2.2 (m, 2H), 1.59 (bs, 2H),

55 (¢, J=1.8Hz, 1H), 7.86 (d, J=1.8Hz, IH}, 7.6-7.65 (m, 4H),
8-3.85 (m, IH), 3.25-3.3 (m, 2H}, 1.52 {d, J=6.6Hz, 3H),

55-8.6 {m, 1H), 7.95-8.0 (m, 1H}, 7.42 {(d, J=8. iHz, 1H),

26 (d, J=2.1Hz, IH), 7.18 (dd, J=8.1, 2.1Hz, IH}, 3.6-3.65 (m, 1H},
0-3.15 (m, 4H), 2.48 {s, 3H), 1.32 (d, J=6.3Hz, 3H),

65-8.7 (m, 1), 7.9-7.95 (m, IH), 7.45-7.55 (m, 21,

25-7.3 (m, 1H), 3.8-3.9 (m, 1H), 1.54 (bs, 2H),

25 {d, J=6.9Hz, 3H),

62 {(d, J=1.2Hz, 1H), 7.90 (d, J=1.2Hz, 1H),

49 (dd, J=8.4, 5.7THz, 1H), 6.98 (dd, J=9.3, 2.4Hz, 1H),

9z (td, J=8.4, 2.4Hz, 1), 3.8-3.9 (m, 1H), 2.51 (s, 3H),

55 (bs, 2H), 1.25 (d, J=7.2Hz, 3H),

63 (d, J=1.5Hz, 1H), 7.92 {d, J=1.5Hz, IH), 7.8-7.85 (m, IH),
7-7.75 {m, 1H}, 7.2-7.3 {m, LH), 3.8-3.9 (m, 1H), 1.54 (bs, 2H),

.25 (d, J=6.9Hz, 3H),

6-8.65 (m, 1H), 7.9-8.0 (m, IH), 7.3-7.4 (m, 3H), 3.8-3.9 (m, 1H},
79 (bs, 2H), 1.26 {(d, J=6.9Hz, 3H),

82 (d, J=1.5Hz, 1H), 7.90 (d, J=1.5Hz, 1H), 7.45-7.5 {m, 2H),
35-7.4 (m, 20), 3.45-3.6 (m, 1H), L.7-1.8 (m, 1H), 1.48 (bs, 2H},
4-1.5 (m, 1H), 1.06 (t, J=7.2Hz, 3H),

60 (d, J=1.7Hz, 1H), 7.88 (d, J=1.THe, 1H}, 7.65-7.75 (m, IH),
4-7.55 {m, 2H), 7.3-7.4 (m, 2H), 4.6-4.85 (m, 1H},

36 (d, J=6.B5Hz, 3H), 1.90 (s, 9H),
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[0484]

.53 {d, J=1.8Hz,
L10 {t,
.41 s,
BT (4,
L15-7.2 (m, 2H),
L05-3.1 (m,
.56 (d, J=1.5Hz,
.34 (d, J=8.1Hz,
.09 (td, J=13.5,
.41 (s, 9H),

.60 (d, J=1.5Hz,
.35-7.4 {m, 2H},
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55-8.6 (m, IH), 7.85-7.9 (m, 1H}, 7.6-7.75 (m, 14},
45-7.55 {(m, 2H), 6.85-6.95 (m, 2H), 4.55-4.85 {(m, 1H), 3.85 (s, 3H),

36 (d, J=6.4Hz,
63 {(d, J=1.5Hz,
6-4.9 (m, 1H},

57 {(d, J=1.8Hz,

3, 1.31 (s, 9H),
), 7.92 (d, J=1.5Hz,
1.37 (d, J=6.4Hz, 3H),
1H), 7.91 (d, J=1.8Hz,

1), 7.6-7.7 (m, 5H),
1.30 (s, 9H),
1H), 7.45-7.5 (m, 2H)

35-7.4 (m, 2H), 5.12 (t, J=6.3Hz, 1H), 4.09 {td, J=13.2, &.3Hz, 2H),
.41 (s, 9H), 1.34 (s, 9H),
.62 (¢, J=1.2Hz, 1H), 7.95-8.0 (m, 3H), 7.7-7.75 (m, 2H),
J08 (t, J=6.3Hz, 1H), 4.10 (td, J=13.5, 6.3Hz, 20), 3.09 (s, 3H),
.41 (s, 9H),
.54 (d, J=1.8Hz, 1H), 7.88 (d, J=1.8Hz, 1H),
.76 (dd, J=1.8, 0.6Hz, 1H}, 7.45 (t, J=1.8Hz, 1H),
.55 (dd, J=1.8, 1.6Hz, IH), 5.10 (bs, 1H), 4.05-4.15 (m, 2H),
.41 (s, 9H),
.80 (d, J=1.8Hz, 1H), 7.94 (d, J=l.8Hz, 1H), 7.50 (s, 1H),

.09 (bs, IH), 4.05-4.15 {(m, 2H), 2.76 (s, 3H), 1.40 (s, 9H).

.53 (d, J=i.8Hz, 1H), 7.86 (d, J=l.8Hz, 1H), 7.27 (d, J=1.8Hz, 1H},
.43 (d, J=1.8Hz, 1H), 5.10 (bs, 1H}, 4.08 (td, J=13.2, 6.6Hz, 2H),
L44 (s, 3H), 1.41 (s, 9H),

.53 (d, J=1.8Hz, 1H), 7.87 (d, J=1.8Hz, 1H), 7.37 (d, J=1.2Hz, 1H),
.85-6.9 (m, 1K}, 5.09 (bs, 1H), 4.08 {td, J=13.8, 7.2Hz, 2H),

.49 (d, J=0.9Hz, 3H), 1.41 (s, 9H),

.58 (d, J=1.8Hz, lH), 7.92 (d, J=1.8Hz, 1H), 7.39 (d, J=2.4Hz, 1H),
.52 (d, J=2.4Hz, 1), 5.09 (bs, 1H), 4.05-4.15 (m, 2H), 2.96 (s, 3H),
L41 (s, 9H),

.B5-8.7 {(m, 2H), 7.99 (d, J=1.8Hz, 1H), 7.74 (td, J=7.5, 1.8Hz, 1H),
.55-7.6 {m, M), 7.33 (ddd, J=7.5, 5.1, 1.2Hz, IH), 5.09 (bs, 1H),
.09 (td, J=13.8, 6.9Hz, 2H), 1.40 (s, 9H),

.59 (d, J=1.8Hz, 1H), 7.80 (d, J=1.8Hz, 1H},

.52 {td, J=7.2, {.8Hz, IH), 7.35-7.4 (m, 1IH), 7.1-7.15 (m, 2H),

.90 (bs, 1), 3.656-3.7 (m, D, 3.5-3.55 (m, 21D, 1.42 (s, 9H),

.24 (d, J=6.6Hz, 3SH),

.56 {(d, J=1.8Hz, i), 7.78 (d, J=1.8Hz, 1H), 7.3-7.4 (m, 2H),
.2-7.25 (m, ), 7.05-7.1 (m, IH), 5.15 (bs, I1H), 3.55-3.6 (m, 2H},
.05-3.15 (m, 2H), 1.43 (s, 9H),

1H), 7.87 {(d, J=1.8Hz, 1H), 6.86 (s, IH),
J=6.3Hz, 1H), 4.08 (td, J=13.5, 6.3Hz, 2H), 2.52 (s, 31
oH),
J=1.8Hz, 1H), 7.79 (4, J=l.8Hz,
4.95~5.0 {(m, 1H), 4.15-4.25 (m, 1H),

1.38 (s, 9H), 1.22 (d, J=6.9Hz, 3H),

1), 7.90 {d, J=1.5Hz, 1H), 7.41 (s, 1H),
1H), 7.24 (d, J=8.1He, 1H), 5.11 (¢, J=6.9Hz,

6.9Hz, 2H), 2.9-3.0 {(m, 4H), 2.0-2.15 {(m, 2H),

1), 7.4-7.5 (m, 1H),
2H),
1H),

1H), 7.89 (d, J=1.G5Hz,
4.79 (d, J=10.BHz,

1H), 7.45-7.5 (m, 2H),
1H}, 4.5-4.6 (m, 1H),
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1.85-1.95 {m, IH), 1.5~1.65 {(m, 1H), 1.32 (s, 9W),
1.04 (¢, J=7.8Hz, 3H),

[0485] [EB&{HI]
RIS, AFEBIEEVMOBEELEMRREE L TORERMICDOWT, LUTOH
BRONC LY BHRBICERIAYT 20 ARBRINSDOAICRESIND LD T
RN,
HEERERA DR ; KFEBLEYMZILBEEN (VILR—IL (BEFEE)
3005 XL (FH#PIZITEME) : N—AFLEOYRY : YILRYY (
BHEE) 200 (VY VE—ELE) =1 :5: 2BEY) HRICAEL
. 20EENREDHAFZRE L. COEREFMEDREICHFRL. UT
DEERBI 1 ~ 8 ICTHE LT,
MERERB DA ; ARBEEMEI A FIL R KXY RRICAEREL. 1
EERREDBRERAE LI, COEREMEDREICFRL. LLTOHEER
B9 ~BREI 1 3 RULLEEERIC THEE L7,
[0486] EERHIT Fa2170Y 5 EAIHEFHMREER
90 cm3DTSRFY IRy MIHFad) (RBfE: BEF¥H) 2HEA. F
EHICAEPIEESYMOERERAZ, ZEBEKEZMATES00p pmrEILH
RU. Ry bEYSm | BIRNIELA, BBz, 2170 2Z5/ERE (2
0C) ICEE., #2725 EAZHE (Erysiphe polygoni, Synonym; Erysi
phe betae) DNERTFRBERLZEZFEEL L, BEEICTOBEBW A,
BRINHEROBEBEICHDIEEZRMEL, TROXICRV., FHiRif%
B L, . RERIK2ERTITA 1,
[0487] Fobafli= (1 — (WEXHEMEER ELEXKEREER) ] X100
ZORR. HELLELEMOR. TROIEMD 7 0 %LU LD % 7~
L7,
AFBRLEH : No. 1-002, 1-005~1-007, 1-011, 1-012, 1-016, 1-019, 1-022, 1-0
23, 1-031, 1-038, 1-042, 1-044~1-046, 1-048~1-052, 1-059~1-063, 1-066~1-
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068, 1-069*, 1-070, 1-073, 1-074, 1-086, 1-090, 1-091, 1-104, 1-105, 1-108, 1-10
9,1-114,1-116, 1-121, 1-124, 1-142, 1-144, 1-147, 1-148, 2-002, 2-008, 2-011, 2
-016, 2-018, 2-054~2-056, 2-058, 2-059, 2-067, 2-084, 2-086, 3-002*, 3-010, 3-
012, 3-014, 3-025, 3-036, 3-037, 3-043, 3-051, 3-053, 3-059, 3-062~3-067, 3-08
4, 3-085, 3-088, 3-089, 3-095, 3-104, 3-128, 3-135, 3-142, 3-146~3-148, 3-150,
3-156, 4-008, 4-009, 7-004, 7-005*, 7-006*, 7-007, 7-009, 7-010, 7-012, 7-013, 7
-019, 7-021, 8-001*, 8-002, 8-004, 8-005, 9-002~9-006, 9-008~9-011, 9-014, 9
-018,9-019, 11-001, 12-001, 15-001,
W, LEEE*ENIE T O OppmREDEREAWVWTCHREER L LI EERT

HERGI2 Fav ) KEIMETFIHRAR (BTEE)

90cm3DTSRFy IRy MIFxav) (RfE: BEHFH) #HEX. F
EHICAKBPLEEYMOERRERAZ, ZEBKEMATE00p p mREILH
RU. Ry bEYEm | BIFLE L, BRzE, LUEBEEZYPYRY., 75
AFvIBERICANZ, FaDYREBHOUEE (Botrytis cinerea) D%
BFRBREAMBIE/ALPDAEMAET ¢ 1DEAETESL. LZONIEE
IC30u | FOETERE L, EER., 20T, ZETIC3IHEBEW A,
MRINHRHROBEBEICLHDIESERME L. HERA1 ERAKROFERH,
HRERREAEE Lz, . HBRIZ 2 EHTITR > .

ZTORER., HEALLILEYMON. TROILEMD 7 0 %LU LD A =~
L7,
ANFEBILEY - No. 1-002~1-004, 1-006, 1-007, 1-009, 1-011, 1-012, 1-015, 1-0
16, 1-019, 1-023, 1-027~1-031, 1-033, 1-034, 1-036~1-038, 1-042, 1-045~1-0
52, 1-054~1-057, 1-061~1-063, 1-066~1-068, 1-069*, 1-070, 1-071, 1-073~1
-075, 1-083, 1-086~1-088, 1-090, 1-091, 1-093, 1-094, 1-097, 1-104~1-106, 1-
108~1-113,1-115~1-117, 1-119~1-121, 1-123~1-125, 1-128, 1-136, 1-137, 1
-140, 1-142~1-144, 1-146~1-149, 2-002, 2-007, 2-008, 2-010, 2-011, 2-016~2
-020, 2-031~2-033, 2-044, 2-045, 2-055~2-067, 2-069~2-072, 2-081~2-088,
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3-002*, 3-003, 3-004, 3-007, 3-009~3-012, 3-014, 3-015, 3-018, 3-021, 3-023, 3
-025, 3-026, 3-029~3-033, 3-035~3-045, 3-047, 3-049, 3-050, 3-053~3-055, 3
-058, 3-059, 3-062~3-068, 3-070, 3-071, 3-074, 3-076, 3-078, 3-084, 3-085, 3-0
88~3-096, 3-098~3-107, 3-109~3-111,3-117, 3-118, 3-121~3-124, 3-126, 3-
128~3-142, 3-144~3-153, 3-155~3-157, 3-164~3-167, 3-170~3-172, 3-174
~3-181, 3-188, 4-002~4-009, 6-001, 7-001, 7-004, 7-006*, 7-007, 7-010, 7-012
,7-013,7-018,7-019, 7-021, 7-022, 8-001*, 8-002, 8-003*, 8-004, 8-005, 9-001*
, 9-002~9-020, 12-004, 14-038,

W, LEEE*ENIE T O OppmREDEREAWVWTCHREER L LI EERT

BRI Fav ) KEIMETFHNRAR (BREE)

90cm3DTSRFy IRy MIFxav) (RfE: BEHFH) #HEX. F
EHICAKBPLEEYMOERRERAZ, ZEBKEMATE00p p mREILH
L. Ry hEEYEm I BIFNELA, 1THR Ry h&27SAFv oYy
TFH—ICAN, FOPDABMTEELALF 1V Y KEHNTHRE (Botrytis
cinerea) DEEEXFA (BERS5mm) Z#FRFNEBLAFa V) OFEICERE
Lz, R, 75X Fv /v 7F+—%E=-—)ILTE->TMEL., 20T
ICT2HBEBW . TO®., BERIN/HEHOBEEEICHODEEGER/EL
. BB CEBROEHERDSHRMEEEE L, H. HERIE 2 &S TITA
27,

ZTORER., HEALLILEYMON. TROILEMD 7 0 %LU LD A =~
L7,
AFRIL A : No. 1-002, 1-003, 1-006, 1-007, 1-009, 1-012, 1-015, 1-016, 1-01
7*,1-019, 1-038, 1-042, 1-044~1-046, 1-049~1-052, 1-062, 1-063, 1-067, 1-06
8,1-070, 1-071, 1-073, 1-074, 1-076, 1-081, 1-089, 1-090, 1-091, 1-094, 1-097, 1
-105, 1-106, 1-108, 1-109, 1-116, 1-117, 1-124, 1-128, 1-143, 1-144, 1-147, 1-14
8,2-002, 2-007, 2-016, 2-018~2-020, 2-056~2-059, 2-062, 2-065~2-067, 2-08
1,2-082, 2-084, 2-086~2-088, 3-003, 3-004, 3-006, 3-007, 3-010~3-012, 3-014
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, 3-025, 3-026, 3-030, 3-031, 3-035~3-038, 3-040~3-044, 3-053, 3-054, 3-058,
3-059, 3-062~3-067, 3-070, 3-074, 3-084, 3-085, 3-088, 3-089, 3-091, 3-093~3
-095, 3-102~3-104, 3-106, 3-117, 3-118, 3-121, 3-130, 3-134, 3-135, 3-140~3-
142, 3-146, 3-147, 3-150, 3-156, 3-167, 3-172, 3-175, 3-179, 3-181, 4-003~4-00
9,6-001,7-004, 7-006*, 7-010, 7-012, 7-015, 7-021, 7-022, 8-001*, 8-002, 8-003
*, 8-004, 8-005, 9-001*, 9-002~9-007, 9-009~9-011, 9-014, 9-016, 9-018~9-0

20,12-001,
e, EE2*ENE 1 O O ppmBRED EFRWCEREERLALEERT

BG4 Fav) BB TFEMREER

90cm3DTSRFy IRy MIFxav) (RfE: BEHFH) #HEX. F
EHICAKBPLEEYMOERRERAZ, ZEBKEMATE00p p mREILH
RU. Ry bEYEm | IFRLE LA, BRZE. Ry N2 T5ZXFv o3
VTF—ICAN, FHOPDABMTEELALF 2D VERE (Sclerotinia s
clerotiorum) DESEEXHE (ERS5mm) #FFMMEBL/A-FaH ) DFEIC
BEELL, BER., 7S5AFv 02V TF—%2EZ—)LTEWIIEL. 20
CICT2HEBWER, BRINHFEHOEBEEICSHZTEEZREL. &
BRI EEROSTEADSHREEEL L, H, HERIE2EHTITAS K
ZTORER., HEALLILEYMON. TROILEMD 7 0 %LU LD A =~
L7,
ANFERILEY : No. 1-001~1-007, 1-009~1-012, 1-015, 1-016, 1-017*, 1-019, 1
-021~1-023, 1-025~1-031, 1-033, 1-034, 1-036~1-038, 1-042~1-057, 1-059
~1-063, 1-066~1-068, 1-069*, 1-070~1-083, 1-086~1-095, 1-097, 1-099, 1-1
02~1-106, 1-108~1-126, 1-128, 1-131, 1-133~1-137, 1-139, 1-140, 1-142~1-
150, 1-152, 1-153, 2-002, 2-007~2-012, 2-014, 2-016~2-020, 2-022, 2-025, 2-0
27, 2-028, 2-031~2-033, 2-035, 2-037, 2-038, 2-040, 2-042~2-048, 2-050, 2-05
4~2-067, 2-069~2-072, 2-075~2-077, 2-081~2-088, 2-090~2-092, 3-001, 3-
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002+, 3-003, 3-004, 3-006, 3-007, 3-009~3-012, 3-014, 3-015, 3-018~3-033, 3-
035~3-050, 3-052~3-056, 3-058, 3-059, 3-061~3-072, 3-074~3-076, 3-078, 3
-079, 3-084~3-086, 3-088~3-096, 3-098~3-107, 3-109~3-113, 3-116~3-119
, 3-121~3-158, 3-160, 3-161, 3-164~3-167, 3-170~3-181, 3-184~3-186, 3-18
8,4-001%, 4-002~4-009, 5-001, 6-001~6-003, 7-001, 7-003, 7-004, 7-006*, 7-0
07,7-009~7-016, 7-018, 7-019, 7-021, 7-022, 8-001*, 8-002, 8-003*, 8-004, 8-0
05, 9-001*, 9-002~9-020, 12-001, 12-002, 12-004~12-007, 13-001, 14-002, 14-
007, 14-009, 14-012, 14-032, 14-037, 14-038, 14-041, 15-001,
W, LEEE*ENIE T O OppmREDEREAWVWTCHREER L LI EERT

SERBIS Fav ) RERTHUREAR

90 cm3DTZZAFYv IRy MZH+aw (RFE: BEFXH) 2EX. T
EHICARPCEMORARERA%Z, HBEKEZMAT500p pmREICLHK
RU. Ry bEYEm | BIFALELE, 1THE. F27YKRKERFRE (Colle
totrichum lagenarium, Synonym; Colletotrichum orbiculare) DLO4EEF
BBRZEFEEL. EE25C. BEE100%RHOEERANIC2HEE
W, 0%, ZHEEZE (237C) ICEX. RBEIKT7HEEW:Z, 0
%, MERINHEHOBEBEICLOHDIEEZAEL. HBRH1 ERAKROFE
A ORMREZEL Lk, . HERIG 2&EHITITA> k.

ZORR. HELLELEMON. TEROILEWMD 7 0 %L L DBARMEZ =
L7,
AFBALEY : No. 1-054, 1-066, 1-067, 1-070, 1-084, 1-090~1-092, 1-109, 1-1
13, 1-115, 1-129, 1-138, 1-139, 1-145, 2-006, 2-007, 2-011, 2-032, 2-058, 2-059,
2-072, 2-073, 2-080, 3-002*, 3-024, 3-030, 3-048, 3-053, 3-059, 3-065, 3-081, 3~
083, 3-095, 3-117, 3-130, 3-134, 3-135, 3-138~3-140, 3-142, 3-143, 3-170, 3-17
2,3-174,4-002, 4-004, 4-006, 4-007, 7-013, 7-018, 8-004, 8-005, 9-005, 9-009, 9
-014, 9-018, 12-006, 13-003, 14-007, 14-011, 14-027, 15-007,

M. L£EE*ENIE 1 O OppmREDRRBREMWIHREZRBLAZ EEZRTY
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AERBI6 LFDEAIHFEIRFAR

1. 3FHOILY (RE: BME615) 2BAK90cm3DTSRFY
IRy M. AEBILLEVOARERAZ, HBKEZMATE500p pmig
BICHRL, Ry bHAYSm | BHAE L, A1 B, ZHREE (2
OC) ICARY bEEX, OLFHEAHKEA (Blumeria graminis f. sp. tr
itici) ODEBFZILFICEELL, TORT7HERREL., ERINLRE
HMOBBEICHODEESZAE L. HERAI 1 ERKROEERD SMMRME &
H U7, . BRI 2:EFITITA S,

ZORR. HELLELEMON. TEROILEWMD 7 0 %L L DBARMEZ =
L7
AFEFL A : No. 1-001, 1-002, 1-004~1-007, 1-009, 1-011, 1-013, 1-015, 1-0
16, 1-017*,1-019, 1-021~1-023, 1-025, 1-027, 1-028, 1-030, 1-031, 1-034, 1-03
6~1-039, 1-042, 1-044~1-054, 1-056~1-063, 1-066~1-068, 1-069*, 1-070~1
-074,1-076, 1-079~1-081, 1-086, 1-087, 1-089, 1-091, 1-093~1-097, 1-099, 1-
104~1-106, 1-108~1-112, 1-114~1-117, 1-119~1-125, 1-131, 1-135~1-137,
1-140, 1-143~1-149, 2-002, 2-003, 2-005, 2-007~2-011, 2-015~2-020, 2-031,
2-032, 2-042, 2-044, 2-045, 2-054~2-063, 2-065~2-067, 2-069~2-071, 2-082,
2-084~2-088, 3-002*, 3-003, 3-004, 3-006, 3-007, 3-010~3-012, 3-014, 3-020,
3-025, 3-026, 3-028, 3-030, 3-031, 3-035~3-043, 3-045, 3-049, 3-050, 3-052~3
-055, 3-058, 3-059, 3-062~3-068, 3-070, 3-074, 3-075, 3-078, 3-084, 3-085, 3-0
88, 3-089, 3-091~3-095, 3-104, 3-106, 3-107, 3-109, 3-117, 3-126, 3-128, 3-130
~3-133, 3-135~3-138, 3-140~3-143, 3-146~3-148, 3-150, 3-151, 3-153, 3-15
6, 3-157, 3-167, 3-169, 3-172, 3-177~3-181, 4-001*, 4-002~4-004, 4-006~4-0
09, 6-002, 7-001, 7-004, 7-006*, 7-007, 7-009, 7-010, 7-012~7-015, 7-018, 7-01
9,7-021,7-022, 8-002, 8-003*, 8-004, 8-005, 9-002~9-006, 9-008~9-012, 9-01
4~9-020, 12-001, 12-002, 14-009, 14-013, 14-014, 14-023, 14-032, 15-001, 15-0
07,
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[0493]

[0494]

&, EE2*ENE 1 O O ppmBRED EFRWCEREERLALEERT

HEREI7 2 LFIEHFEFHMREER

1.3FHHOILF (RE: N\ FYA) 2BA90cm3DTSRFY
IRy M. AEBILLEVOARERAZ, HBKEZMATE500p pmig
BICHERL, Ry bHAY Sm | BHLE L, BF1BR. JLFIHERE
B (Phaeosphaeria nodorum, Synonym ; Septoria nodorum) DHO4EREFRE
WMeILFICEFEEEL, JEE20C, EE100%RHOEERRIC2H
BANT, D&, BE (2070) ICEE. 6HARKFE L, BIN
FRRDBEBEEICHODEEZAEL. HERHI 1 &RAROETENH S BERE
ZEH L7, . BRI 2&EHTITR o,

ZORR. HELLELEMON. TEROILEWMD 7 0 %L L DBARMEZ =
L7
AFBRE S : No. 1-002, 1-004, 1-006, 1-007, 1-009, 1-010, 1-012, 1-015, 1-01
7*,1-031, 1-042, 1-045, 1-049~1-052, 1-057, 1-060, 1-062, 1-063, 1-066, 1-073
, 1-074,1-087, 1-124, 1-144, 1-146, 1-148, 1-149, 2-002, 2-007, 2-015, 2-016, 2-
018, 2-020, 2-056, 2-085, 3-002*, 3-006, 3-010~3-012, 3-014, 3-025, 3-026, 3-0
36, 3-040~3-044, 3-051, 3-053, 3-054, 3-059, 3-062, 3-070, 3-084, 3-085, 3-088
, 3-089, 3-095, 3-135, 3-138, 3-156, 3-170, 3-181, 7-001, 7-006*, 7-010, 7-012,7
-013, 8-003*, 8-004, 8-005, 9-001*, 9-002~9-006, 9-008~9-010, 9-014, 9-018,
9-020, 14-003, 14-009, 15-001,

M. EEC*ENE 1 O OppmiEDRREMBVWTHRERREL LI EERT

HERFI8 LFHRIVHEFTHHRAR

1. 3FHOILF (RE: EME615) 2HEX/90cm3DTSRFY
IRy M, AEBEEMORRERALZ, EZBKEMATE00p pmig
BICHRL, Ry bEALYSm | BIRMIE L, B/ 1 B, JLFKRIT
J5& (Puccinia recondita) DEIFRBKREZILFICEZEREEL., BE20
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[0495]

[0496]

C, BE100%RHOEERRICT HEANL, TDHE., ZFE=E (20
C) ICEE, SHERK L. BRIN/HHROBBEICSDIEEZRE

L. SEBH1 EEROFEAD SBRMEEEL L, H. HERIE 2ZEH TT

7:’:97\:0
FOER., HALEEYWDORA. TEDEEMA 7 0 %LU ORI %E =
L7,

AFBILEY : No. 3-053, 3-059, 3-083, 3-172, 4-004, 8-005, 9-003, 9-004, 9-00
9,9-014,9-016, 9-018, 9-020,

RERBI9 EAVHEEICHT 2MEEMHR

96V TINTL—MNIRFTHI - THFIAMO—R 1 %EXREHE60 LT
DOE LR, BHORE (Aspergillus niger) DIEFZ2TWEK (BBF1
Of/3ul) #, BV TIHEZYIOulTOMA L, TOLEANL, AFEHRAL
BYDORREEB A, KEKEMATI 00 p pmBEICERL, 8Vl
LY 10wl DORmL. BREFHT. 25CICTHE L, EFHM2H
BOEEMEX (%) Z2HEL. BUBXIINT Hefficacy (%) & TFHIC
SYBH LT,

efficacy (%) = (1 — (UEXEEEER BUEXEE@ER) )

X100

TORR., HEALLILEMON., TEROILEMH S5 0 %L Edefficacy (
%) =L,
AFBLEH : No. 1-002, 1-003, 1-006, 1-007, 1-009, 1-011~1-017, 1-019, 1-0
20,1-022,1-023, 1-025~1-028, 1-031, 1-033~1-035, 1-037~1-039, 1-042, 1-0
45~1-063, 1-065~1-071,1-073, 1-074, 1-076, 1-079~1-081, 1-083, 1-086~1-
098, 1-100, 1-104~1-109, 1-112~1-125, 1-127, 1-128, 1-132, 1-134, 1-136, 1-1
37, 1-141~1-149, 2-001, 2-002, 2-005, 2-007~2-012, 2-014~2-023, 2-025, 2-0
27~2-029, 2-031, 2-032, 2-034, 2-038, 2-040, 2-044, 2-045, 2-047, 2-049~2-05
1,2-053~2-070, 2-078, 2-081~2-088, 2-092, 3-001~3-004, 3-006, 3-007, 3-00
9~3-018, 3-021~3-023, 3-026~3-033, 3-035~3-045, 3-047~3-071, 3-073~3
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[0497]

[0498]

-078, 3-081~3-107, 3-109~3-113, 3-115~3-118, 3-121, 3-123, 3-125~3-131,
3-133~3-157, 3-167, 3-172~3-181, 3-185, 4-001~4-009, 5-001, 6-001, 6-002,
7-002~7-004, 7-006, 7-007, 7-010, 7-012, 7-013, 7-017~7-022, 8-001~8-005,
9-001, 9-003~9-013, 9-015~9-020, 12-001, 12-004, 12-005, 13-001, 13-002, 14
-002, 14-009, 14-048, 14-049,

HEAI10 YA EXRATEVFa0ICRT 25RHAR

96V TIFL—MIRFIM - TFZAMO—R 1 %EXREMREE60 LT
DHELREE. YA ERA TV F a7 (Meloidogyne incognita) DI %
SUREK (B10@E/3ul) 2, FEVILHEALYIOulEDOMAk, 0D
Ehe. AEBEEMORBRERB A, EKEBKEZMAT1 00 p p mBEIC
FRU. BV ELYT0ulTORML. BEEHGHT. 25TCICTHEL
T=o FHFIRMA BEORBCIMBROCRNEESRB AL, BUEBX I
¥ Befficacy (%) ZTFRICLYELHL K,

efficacy (%) = [ (MR RICINK+RNEEMSERE) ENEXE
EgR#) X100

TORR. #HALLELEWON., TEOEEMH 5 0 %L EDefficacy (
%) ==L,
ANFRIL A : No. 1-002~1-004, 1-006, 1-007, 1-009, 1-011, 1-013~1-023, 1-
025~1-031, 1-034~1-039, 1-042, 1-044~1-056, 1-058~1-063, 1-065, 1-066, 1
-068~1-076, 1-080, 1-086, 1-087, 1-089~1-092, 1-094~1-100, 1-103~1-112,
1-114~1-119, 1-121~1-126, 1-128, 1-132, 1-134~1-138, 1-140~1-149, 1-152
~1-155, 1-159, 2-001~2-003, 2-005, 2-007~2-011, 2-013, 2-014, 2-016~2-01
9,2-021, 2-022, 2-025, 2-027~2-032, 2-041~2-045, 2-047, 2-050, 2-051, 2-054
, 2-055, 2-057~2-060, 2-062~2-071, 2-076, 2-077, 2-082~2-088, 2-090, 2-092
, 3-001~3-004, 3-006, 3-007, 3-009~3-015, 3-018, 3-020~3-026, 3-028, 3-029
, 3-031~3-033, 3-035~3-048, 3-050~3-059, 3-061, 3-062, 3-064~3-071, 3-07
3~3-078, 3-084, 3-086~3-089, 3-091~3-096, 3-098~3-102, 3-104~3-107, 3-
109~3-114, 3-116~3-119, 3-122, 3-124~3-131, 3-134~3-150, 3-153~3-158,
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[0499]

[0500]

3-164~3-167,3-170, 3-172~3-181, 3-185, 3-186, 3-190, 4-004, 4-007, 4-009, 4
-013,5-001, 6-001, 7-001~7-010, 7-012, 7-013, 7-017, 7-018, 7-020~7-022, 8~
001~8-004, 9-003, 14-001~14-003, 14-007~14-014, 14-016~14-025, 14-028,
14-030, 14-032~14-042, 14-046, 14-048, 14-049,

RO 1 YA ERATEYF VI T EHBRMRAR

1ELHEYT10gDTEATBELAECILNLABEAORVEYHE (K
FW28B) OKTIC. ARBLEESMOABREKRBAE, ZBKEMA T
OO0 p pmMBEICERL., THYEAY Im | FDONMEL A, NIE1ERBEIC
YIS EROAT Y F 27 (Meloidogyne incognita) D2 LEARAESEK (
2LHR1TO00EE/1ml) %, FEILHLEY ImI, MTIilEELE, O
%, BERTIBEBRRFL. REBBICHRINLERVRIIOEEREEZ TELEOH
BRRURBREICE > THE L., BUWBXICHT Sefficacy (%) 2 TR
SLYEHLE,

(RIFEBED 0 : TANRBD LA, 1 RR—EBIC A
BHbNnd,

2 i RROEFEICIADNEOLND, 3 : KEQRIIHDERD
Y (T
4 BREAFICKZIRIANRDONS,

(RmE) = (Z (RRERXEZRIRERGEE) (4 XBEEHKE ] X
100

efficacy (%) = (1 — (MEXRFE HUEXFEFEE) ] X100
TORR. #HALLELEWON., TEOEEMH 5 0 %L EDefficacy (
%) ==L,
AFBRIL A : No. 1-002~1-004, 1-006, 1-007, 1-009, 1-013~1-017, 1-019~1
-023, 1-025, 1-027, 1-028, 1-031, 1-034~1-036, 1-038, 1-044~1-047, 1-049~1
-052, 1-056, 1-058, 1-060, 1-062, 1-095, 1-096, 1-098~1-103, 1-114~1-118, 1-
125, 2-001, 2-002, 2-021~2-024, 2-027, 2-028, 2-031, 2-032, 2-034, 2-037, 2-03
9, 2-041, 2-055, 2-059~2-064, 3-002~3-004, 3-006, 3-007, 3-009~3-014, 3-01
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[0501]

[0502]

[0503]

6, 3-017, 3-020, 3-021, 3-024~3-029, 3-031, 3-036~3-039, 3-041~3-043, 3-04
8, 3-050~3-052, 3-054, 3-061, 3-071, 3-096, 3-098~3-100, 3-104~3-106, 3-10
8,3-110,3-111,3-114, 3-116~3-118, 3-120~3-122, 3-124, 3-125, 3-139~3-14
8,4-001,4-003, 4-007, 4-009, 6-001, 7-001~7-004, 7-006, 7-008, 7-010, 7-012,
7-018~7-020, 7-022, 8-001~8-005, 9-003, 12-002, 14-002, 14-003, 14-005, 14~
007, 14-008~14-014, 14-016~14-020, 14-022, 14-024, 14-030, 14-032, 14-035
~14-039, 14-046,

BB 2 RERBRICHT 2FHREAR

96V TINTL—MNIRFTHI - THFIAMO—R 1 %EXREHE60 LT
DaE L. #2858 R (Haemonchus contortus) DIRZ 2T WEAK (JF1 0
@B/ 3ul) 2, EVTNHLYI0ulTOMAL, TDENDL, AERBIEE
PIDHARERB A, REKEMZTI100p pmBEILERL. &Y LY
Y 10uldDFRmL. BEFHT. 25 CICTHELL, EFHRM4BE
DRIV S L ORNFZEHBEEZEHA L. HEBREI1 O EAROFHERLS
MAIBX [Cxf g Befficacy (%) HEH LT,

TORR. #HALLELEWON., TEOEEMH 5 0 %L EDefficacy (
%) =L,
AFBILEY : No. 1-001~1-010, 1-012~1-015, 1-015(+), 1-015(-), 1-016~1
-081,1-083~1-134, 1-136~1-150, 1-152~1-155, 1-157~1-159, 2-001~2-066
, 2-068~2-072, 2-074~2-081, 2-083~2-095, 3-001~3-027, 3-029~3-079, 3-0
83~3-159, 3-161~3-165, 3-167~3-182, 3-184~3-186, 3-188~3-190, 4-001, 4
-002, 4-004~4-009, 4-011, 4-013, 5-001, 6-001, 7-001~7-022, 8-001~8-005, 9
-001~9-003, 9-005~9-016, 9-018~9-020, 11-001, 12-003~12-005, 14-001~1
4-028, 14-030~14-053, 15-001~15-010,

BRI 3 HA XA EYFaVICRT &R

967 TINTL—MI1REXREHMEZ6O uITONFELEKR. F41 XV
Ntz > F 2 (Heterodera glycines) DI SEHEK (FF1 0@/ 3 ul) %
CBUIIEREY 30 ulTOMA, ZOLENDS, KEBILEYDOHERER
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[0504]

[0505]

[0506]

B%a, ZBKEZMATI00p pmEBEICHFRL. EY7zILELY10ulT
DHRML. BREFHT. 25 CICTHELL, EFHRM4 BEORBLINE
BLUOREEHRFEEHA L. HEGI1 O & AMOETERNHN S MUEX (TR
¥ Befficacy (%) Z&H L1,

TORR. #HALLELEWON., TEOEEMH 5 0 %L EDefficacy (
%) =L,
AFBLEH : No. 1-002, 1-053, 1-069~1-072, 1-074, 1-091, 1-092, 1-094~1-
112, 1-114~1-116, 1-118, 1-119, 1-121, 1-123~1-125, 1-127, 1-128, 1-132, 1-1
34~1-137, 1-140~1-147, 1-149, 1-150, 1-152~1-155, 1-159, 2-010, 2-011, 2-0
16, 2-021~2-023, 2-025, 2-027~2-035, 2-037, 2-039, 2-040, 2-042~2-050, 2-0
54~2-071, 2-076, 2-078, 2-081~2-088, 2-090~2-092, 3-002, 3-044, 3-066~3-
068, 3-070, 3-071, 3-076, 3-077, 3-087, 3-088, 3-095, 3-096, 3-098, 3-100~3-10
2,3-104~3-107, 3-110~3-114, 3-116~3-122, 3-124, 3-126, 3-128~3-131, 3-1
33~3-158, 3-161, 3-164, 3-167, 3-172~3-181, 3-185, 3-186, 3-189, 4-007~4-0
09, 4-011,4-013, 7-018~7-021, 8-004, 8-005, 9-011, 9-020, 14-002, 14-040, 15-
013,

BRI 4 REBBRICHT RFAR (LLEEER)

96V TINTL—MNIRFTHI - THFIAMO—R 1 %EXREHE60 LT
DaE L. #2858 R (Haemonchus contortus) DIRZ 2T WEAK (JF1 0
@B/ 3ul) 2, EVTNHLYI0ulTOMAL, TDENDL, AERBIEE
MROLLBIEEMOFEBRFERB %2, HEBEKEMATE2DMEREICHFRL
CEBEVILEEY IO ulTORML. BEXKET. 25CICTHE LA, X
BRI 4 BEROKRBIIHS L ORNFEHBREEZEHA L. HEREI1 0 & ERK
DETEXN SEULEBEX TR T Hefficacy (%) #EH L7,

BHANEYMORAAIEBREICHS T Defficacy (%) #FE22KKRVE2 3
RICRT,
B/22%K
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iR (ppm)
HELLEY 10 3 0.3 0.1 0.03
AFRILEY No.2-052 100 100 70 0 0
et & A 30 0 0 0 0
AFHR{ILEY No.2-054 100 100 90 80 0
Lt & B 100 0 0 0 0

b8 bty A: ERRARBEE2014—-173921SEEE. &4 X.8
[1t41]

F
F
F
Cl =7
c1 o |\
C. -
ér N N
| H
_N

b8 by B: ERRAEE2014—-173921SBEMZE. (&% X.7
[1b42]

F
F
F = F
/
F FO Cl |\
I
C. =
™~ N N
| H
_N

[0507] %52 33

= (ppm)
HEALEY 10 5 2.5 1.3 0.6 0.3

AFEBREY  No.9-005 100 90 100 100 100 0
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AFEBREY No.9-006 100 90 100 100 90 0
te&b &% C 100 80 0 0 0 0

Lkt & C: ERRRRS2015—-1258 24 SHMlE. L&Y 8-02
7
[1£43]

EX Lo AYREY

[0508] AFEBRICHRDZTILFZIILEY Y
BRIEM., RICHRE - ZRREFEET
LZOHEMNENMIRLTFEALE

l

VBT I NMeEMIE. BhIEBEEYR
L. B2, A8, RERVERER
HEDEW., BOTERMEMTHD

BB, 201 6FE6RB29HICHBINABAKHFEHE2016—-129
1588, 2016F10A6HICHEBEINHAKHFEE2016—-19
79205, 201 7F181 7THICHEINW/ HAXEHFLEE2017-0
061545, RU2017F4F821 HICHEIN/BABHFLE201
7—084 394 SDHME. FIFFKOHRE., RUENEOEARAT
WA L. AEBOBHAEORETE LT MY ANDZEDTH S,



WO 2018/003924 305 PCT/JP2017/023955

[55KIA1]

fa R D&
X (I) TRINDZTZIFNE) D UVEBBRTI MMeEY. TON
—ZFF T RXIFENSODIE,
[161]

@)

[, G, G'-1~G'-16TRINDEEERL.

[1b2]
x! x! x! x! x!
~ N7 N/g/ =
X3
Gl Gl-2 Gl-3 Gl-4 Gl-5
x! x! x! X! x!
= = =
‘saER eI e SERe gRe ¢
X3 1{7 ]i'?
Gl-6 G'.7 G'-8 Glo G'-10
x! x! x! x! x!
s, I = =
())\f/ N%\[/ S)\f/ N%\,/ N\//H/
Y=N M0 V=N S N—N
X3 X3 X3 X3 R’
Gl11 Gl12 Gl13 Gl-14 Gl-15
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XUd, nasrvREF, 7/, =bO, C,~C,7IFI, C,~C,
NaAFILFIL, C~C;7)aF>, C~CannOFIaFY, €,~C;
TILFILFH, Co~CaTIFILRILT 1=, Ci~C37ILFILRIN
R, Ci~ConOTIVFILFARIZC, ~CsNOTFIFILRIINKRZ
WaER L.

X2{g, KRERFXXENOFVEFERL, L. GTH6C-10TR
INZEETHY., BE2XATUNOXFILERTBEICIE, X21EK
RERTFERL.

X3E, KERFXIFC,~C,7ILFILERKL.

YU, KEREREF. NOFVREF. =00 6 ~C,7ILFIL, C~C
AANA7IFIL, Ci~Ca77NaF2, C~CanaFPILaF T XIEC, ~

Cs7IFIFFAEEKL.
Y2ROY3E, BAMILTKRRF. NAFVERERFXIEAFILZE
*xL.

R'Z. KREF. NaFvVEF. ¥7 /. Ci~CsT7ILFI, C,~C
s/ NOATIFI, TTZ)(C,~C)TIFI, (D) JIL>TEHRIN
=7 22 (Ci~C) FILFI, Ca~Ce> o OFIFI, Co~CeT Il
=), Co~CeTILF I, C;~CeTILaAFS, Ci~Ce/NOF7 IO
FU, Co~CoPITZIFF, Co~Co/NOTFILTZIFF, Cq
~Co I FZILAFY, Co~CeNOTIFoINAFS, 7 /(C,~
CH7NAFT, 7z (C,~CHTINAFT, (D) IlL>TEBHBRE
N7z (C,~CH7IAFT, C~Cs7IFILFF, C~Cs/N
O7IVFILFA, Ci~CeINAFTT7 I/, -C(0)NH, XIE-C(S)NH,
o AU

R2iE. KREF. NAFTVEFXIFC, ~Cs7ILFILERL.

ZIZT, RIEREIF—HEICAR > TC,~CsTILF L VEEETRT S
ZEIEY, RRRURHEET HDRRREFEHICI~6EBREZHMK
LTHLL. TOEERB7IFL VEIIBRRT. MERTFXEE
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FET%E1~2BEATH L. BD2C,~C,7ILFI, C,~C,/NO
TILFIL, ZFYXRBFAFRVICLI>TRERICEBRINRTVWTE LY
CEHERTM RVERREN—BEICAR>TC,~Co7IF YTV, C~C
s/ NOAFIF)FURIEC, ~C,7NAFL (C,~C)TILF YTV AR
DA Rk VN

R3IZ. KFREF. Ci~Co 7 FILXIEC, ~CeNOTFILFILERL

R4IE, KERFXIC,~CeTILFILAEKRL,

CZT, RRERYEIF—BICR > TIFL VEEFERT I &ICEL
Y, REURHDEE T 2RFREFEHICV/7O0TOELRERKL
TH &LL<,

R5IE. KERF. Ci~C,7IFI, Ci~C,/ANOFIFIb, REIZEK
STEBINA(C,~Co)TIFI. C;~Ce>/OTFIFI, C,~C,
I =, Cs3~C,7ILF=J, -0H, C;~C,7)LaAF, C~C,un
aO7ZLaxy, C~ConaF7ILFILFA. -C(0)R®XILC,~C, 7)1 O
FIALRZIERL.

Relk, Cs~Cei 7 OTILFI(C;~Ce)oOTIFI, 7zZI(
Cs~Ce)>oOF7IFI, (D Il&>TEBRINAZT = Z)LXIED-1
~D-29%%K L.

RA7YHREF. Co~Ce7IFIIEC, ~Cs 7 aFTAFKL. R
2T Y HREFXIEC, ~CoTILFIEFR L, RIDC,~Co 7ILFILXIT
Ci~CenBT7ILFILERL., BORHKFERFXIIC,~Cs7ILFIL
HRTIFEICE. ROIZKRRTF. NATVETF. C,~Cs7ILFIL, C
1 ~Ce/NATILFIL, RIOCEL > THERBICEBRINA(C,~C) 7 ILF
. Ca~Cio>2OTFILFI, Ca~C,o/NAT2OF7IFI., £ RO
F2(C;~Ce)o7OFIFI, Ci~C,PIaAFT(C;~Ce)oO7
WEI, Ca~Cro>oOT T, Cui~Cio/NO¥oaT7IT=Ib
« M@ ~CLTLEFII)T)IV, T ZUNTAFIILT ). -CRT)
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=NOR"2XF 7 x=ZIERLTH LKL,
D-1~D-29l%., TN ETNTEEDEEX TRINDIFTEEERRER

L.
[163]
R (Z)n (Z),
N %—f—\ g|—\
(Z)y (£), §5y@h \ \
N N
\@/ \@/ o’ S~
D-1 D-2 D-3 D-4 D-5
R (L), VAR R' (Z)n
N—-N N N N (Z), N
VoAt £ V5 Rk
0 S S”
D-6 D-7 D-8 D-9 D-10
\A(jT:)n (Z)n (Z)n (Z)n
NS T B o G G
NS Y AN AN 0
§) S N N N
D-11 D-12 D-13 D-14 D-15
(Zn R R R @n (D
—N N @)n N—-N N—( —N
Pl o 25D
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Box No. 11 Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet)

This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

L I:l Claims Nos.:
because they relate to subject matter not required to be searched by this Authority, namely:

2. |:| Claims Nos.:
because they relate to parts of the international application that do not comply with the prescribed requirements to such an
extent that no meaningful international search can be carried out, specifically:

3. |:| Claims Nos.:
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box No. 111 Observations where unity of invention is lacking (Continuation of item 3 of first sheet)

This International Searching Authority found multiple inventions in this international application, as follows:
See extra sheet.

L |:| As all required additional search fees were timely paid by the applicant, this international search report covers all searchable
claims.

2. I:I As all searchable claims could be searched without effort justifying additional fees, this Authority did not invite payment of
additional fees.

3. |:| As only some of the required additional search fees were timely paid by the applicant, this intemational search report covers
only those claims for which fees were paid, specifically claims Nos.:

4. No required additional search fees were timely paid by the applicant. Consequently, this international search report is
restricted to the invention first mentioned in the claims; it is covered by claims Nos.:
a part of claims 1-8, 11-22, and claim 9

Remark on Protest |:| The additional search fees were accompanied by the applicant’s protest and, where applicable, the
payment of a protest fee.

I:I The additional search fees were accompanied by the applicant’s protest but the applicable protest
fee was not paid within the time limit specified in the invitation.

|:| No protest accompanied the payment of additional search fees.
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Document 1: WO 2015/125824 Al (Nissan Chemical Industries, Ltd.),
27 August 2015 (27.08.2015), compound 8-027

Claims are classified into the following two inventions.

(Invention group 1) Parts (i) of claims 1-21 satisfying the first
definition of R® set forth in claim 1, namely "R® represents a C;-Cs
cycloalkyl (C3—Cg) cycloalkyl group, a phenyl (C;-Cg)cycloalkyl group, a
phenyl group substituted by (Z) , or D-1 to D-29" (parts of claims 1-8,
11-22 and claim 9)

Since the invention of parts (i) of claims 1-21 satisfying the first
definition of R® set forth in claim 1 has a special technical feature
that is "an alkynylpyridine-substituted amide compound represented by
formula (I), an N-oxide of the compound or a salt of the compound or
the N-oxide, wherein R® represents a C;-C¢ cycloalkyl (C3;-C¢)cycloalkyl
group, a phenyl (C3-C¢)cycloalkyl group, a phenyl group substituted by
(Z) yor D-1 to D-29", the invention of parts (i) of claims 1-21 satisfying
the first definition of R® set forth in claim 1 is placed in invention
group 1.

With respect to the invention group 1, the definitions of R', R*, R
and R! are generally as follows: R' represents a hydrogen atom, a halogen
atom, a cyano group, a C;—-Cg4 alkyl group, a Ci;—-Cg haloalkyl group, a
phenyl (C1—-C4)alkyl group, a phenyl (Ci-C4)alkyl group substituted by (2)
mr @ C3—Cg cycloalkyl group, a C,—-Cg alkenyl group, a C,-Cq alkynyl group,
a C1-Cg alkoxy group, a C;—-Cs haloalkoxy group, a C;3-Cs alkenyloxy group,
a C3-Cg¢ haloalkenyloxy dgroup, a C3-C¢ alkynyloxy group, a C3—Cg
haloalkynyloxy group, a cyano (C;—Cy)alkoxy group, a phenyl (C;-C4)alkoxy
group, a phenyl (C;-C,)alkoxy group substituted by (Z) ,, a C;—-C4 alkylthio
group, a C;-Cg haloalkylthio group, a C;—-Cg¢ alkoxyamino group, —-C(O)NH,
or —C(S)NH,; R” represents a hydrogen atom, a halogen atom or a C;—-C¢ alkyl
group; R’ represents a hydrogen atom, a C;-Cs alkyl group or a C;-Cs haloalkyl
group; R! represents a hydrogen atom or a C;-C¢ alkyl group (provided that
R' and R, and R’ and R! may respectively combine with each other and -
omitted -); and any one of R', R?*, R’ and R" includes a hydrogen atom as
an option.

(Invention group 2) Parts (ii) of claims 1-21 satisfying requirements
other than the parts (i) set forth in claim 1, namely (in cases where
R' represents a fluorine atom, a C,-C¢ alkyl group or a C,-C¢ alkoxy group;
R” represents a fluorine atom or a C;-C¢ alkyl group; R’ represents a C;-Cs
alkyl group or a C;-Cs haloalkyl group; and R! represents a hydrogen atom
or a C;—-C¢ alkyl group) "R® may represent a hydrogen atom, a halogen atom,
aC;—Cgalkyl group, aC;—-Cs¢haloalkyl group, a (C;—-C4)alkyl grouparbitrarily
substitutedby R, aC3;-C, cycloalkyl group, a C3—Ci, halocycloalkyl group,
a hydroxy (C3-Cg¢) cycloalkyl group, a Ci—-Csalkoxy(Cs;—Cg)cycloalkyl group,
a C4—Cyy cycloalkenyl group, a C4—Ciy halocycloalkenyl dgroup, a
tri(C;-Csalkyl)silyl group, a phenyldimethylsilyl group, -C(R')=NOR' or
a phenyl group" (parts of claims 1-8, 11-22 and claim 10)

The technical feature common to the invention of parts (ii) of claims
1-21 set forth in claim 1 and the invention placed in invention group
1 is "an alkynylpyridine-substituted amide compound represented by
formula (I), an N-oxide of the compound or a salt of the compound or
the N-oxide" wherein R' and R*, and R’ and R' are selected from among the
options for the invention group 1 and R® is selected from among the options
for the invention group 1 or the invention group 2.

3

(Continued to next extra sheet)
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However, the above-said technical feature cannot be considered to
be a special technical feature, since the technical feature does not
make acontributionover thepriorart inthe light of the contentsdisclosed
in the document 1.

Further, there is no other same or corresponding special technical
feature between these inventions.

Consequently, the inventions concerning the part of claims 1-8, 11-21
which satisfies (ii) set forth in claim 1, and the invention of claim
10 cannot be classified into Invention 1.

Since the invention of parts of claims 1-8, 11-21 satisfying (ii)
set forth in claim 1 and the invention of claim 10 have a technical feature
that is "an alkynylpyridine-substituted amide compound represented by
formula (I), an N-oxide of the compound or a salt of the compound or
the N-oxide" having a specific combination of R' and R?, and R’, R' and
R®, the invention of parts of claims 1-8, 11-21 satisfying (ii) set forth

in claim 1 and the invention of claim 10 are placed in invention group
2.

Form PCT/ISA/210 (extra sheet) (January 2015)
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