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L A2, 4~ 5 -N- (4, 52k~ 1, 3V -2 - 5) SR A LR .

[0033]  7ENI4S HEI R (D MErA T, BA 2 T AR R (0 b 2 2 4] 7] DL BLREER
SCHEI o By, I R L 2 B R PR B A e TR T S T RCT 2T A L Tl
O3 (I O SR, 3- R T 28) o O & TRk

[0034]  ZMIRFEL A& A 3E 64N FF BT A9 WL ARG L 3 43 Y RTAG B 58 A AN B AR PRCIR L,
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W AR R B A BRI, LT BaN i 528 IR F8 5 o 2230 FE Ay, B dnmR e JE | kg
Pe | DY SR . SR I L A Z B8 T e (oxetany D)

[0035]  ZR 5 AR S A 3R6NIE 1955 RIFIRIER , Horp 1 243 51k 3 %0 &
T, H LA Z A 5 2R T IR AR A o 2% 55 3L, 9 Q0128 IR 1 — 2 J | POR Mgl 5 L IR e B | S
| SR AR L IRENAR B kR R | iR | KNG | N e | DR S A e AR B | g
ML BRIy L 1,2, 3R Rk (1,2, 4T e (1,2, 5-TE gk 1,3, 4T ek 1,2,
4-=IpFE 1,2,3- =M FE 1,2 5-=MeJE 1,3, 4-= 3L 1,2, 4-= I3 1,2, 418 IR
1,3,4-M8 L (1,2, 3-8 ML (1,2, 5188 IS (2H-1,2,3,4-DYM L 1H-1,2,3,4-4
L 1,2,3,4-NE =3k 1,2,3, 5T =k (1,2,3,4-ME = FL AL, 2,3, 5-E = gL,
[0036]  fun B — ANk [ e S A 22 AR, 3 7 38 i O 4 2 ik (A e R 1) IS e R A 1) —
B 2 AN R BCAS [F] 1 2 BUAR

[0037] ARG AL PR BR300, i X (D) B A W mT AR R AR e A A7 AE . 4
WERAFAE— DB DA FRE SR F 5 W A] B8 H IIGT e S5 b 44 R ={E X e S a4, 4o 1 (I
) ], WAFAE AR S A o STAR SRR AT R A i o B R AR R A s I S T
(B an € 18 43 BS V5D FRAT o 38 A Ja It AT O S0 1 X A A A 8L A/ B0 B 70 ) S7AA 1 R 14 e 1
SR FE b 1] & ST AR R A AR B AR B a3 (1) Bk 25 AR R B AR 8 SR B S AR S
Pk e SR AW

[0038]  fLikim=l (D) Mtk &4, Hrh

[0039]  AfQRFENECY,

[0040]  XAR ML B VEILEBNEE . (C1—Co) —BEE 1 18— (C1—Co) —BEE L (Co—Co) —H75 3L
= (Co—Ce) —JFE . (Co—Co) —h Ik L B 1~ (C3—Co) —H2 3L (C3—Co) —FRHEIE L 155 48— (C3—Co) —FF
fedi . (C1—Ce) —J5edk—0— (C1—Ce) —Jitdik + (C3—Co) —FRJedk— (C1—Co) —fiadik ] fXi— (C3—Co) —¥1 JiT
F— (C1-Ce) —J5E 52 . COR' L OR? ,OCOR" . 0S02R? . S (0) nR*. SO20R" . SO2N (RY) 2. NR'S02R* \NR'COR! \, (C1—
Cs) —JE3E—S (0) uR”\ (C1—Co) —HEFE-OR' . (C1—Co) —hEFE—-OCOR'\ (C1—Ce) % FE-0S02R", (C1~Ce) —
FEF—-C0aR" | (C1-Ce) —EHE—-S020R" , (C1—Cs) —%EFE-CON (RY) 2+ (C1-Co) —HEFE-S02N RY) 2. (C1-
Co) —J5E3E-NR'COR'BY, (C1—Cs) —HEFE-NR'S02R? . (C1—Ce) —hedk 245 3 . (C1—Co) —heFE ZFR 3 , H:
B JE B S R 2 R T 45 1 s AN B A0 R R R B s 1 26 (Ci—Ce) —HE et 1A — (C1—Co) -
$52 3 .S (0) n— (C1—Ce) —Hi ik « (C1—Ce) —J5e 8 I AN X A~ (C1—Co) —He S8 FE , Hoh IR A n M4
RAEH,

[0041]  YARRE HEIE X 3 W HIEFBRIE . (Ci—Ce) —Hidt % 18~ (C1—Ce) —Hi et « (Co—Co) ~Jii
FH X AR~ (Co—Ce) i « (Ca—Co) —RIE L X[ 8~ (C3—Co) —FE L (C3—Co) —FRJ5EdE | (C3—Co) — I i
F AR (Ca—Co) —FRke ik (C3—Co) — I J5eF— (C1—Co) —hE 3k« 17 8- (C3—Co) —FR ki 3~ (C1—Ce) —
Fe L .COR',OR'.COOR' . 0S02R*. S (0) nR*. SO20R* . SOaN (RY) 2N (RY) 2.NR'S02R* NR'COR" . (C1—Cé) —
FEFE-S (0) nR”. (C1=Cs) —J523E-OR' . (C1—Cs) —HEFE-OCOR", (C1—Cs) —HEFE-0S02R?, (C1—Co) —HiF~
CO2R' . (C1—Cs) —%EHE—-S020R" , (C1—Cs) —J52H2—~CON (RY) 2+ (C1-Ce) %2 F2—-S0aN (RY) 2. (C1-Ce) — 452
FE-NR'COR'\ (C1—Ce) —HEF—NR'S02R" (C1—Ce) —Hedt A 3L | (C1—Co) —Jidk—Z4F5 % (C1=Co) —bE
-G PR ORI JR 5 SR ER B L Horh i e R A 6 A 45 B s N 18 B T 1 R ] EX
£ E VI VBT (C1—Co) —J5e g 1 48— (C1—Co) —J5e 3 L (C3—Co) —FREEIE .S (0) n— (C1—Co) —J52
F | (C1—Co) S - (C1—Co) —BEIE L (C1—Co) —BE I (C1—Ca) —Fe L NI 3, Hirp
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FIR A AL,

[0042] 7R 2 UL VU VIS IE . (C1—Ce) —J it . (C1—Ce) —hE% 8 X 18— (C1—Ce) — %
H \ (Co—Co) —Mii 2 L A — (Co—Co) —JiidE + (Co—Co) —HLdit + i A~ (C3—Co) —JRIE . (C3—Co) —FRJEE
fR=(C3—Ce) ¥R f5e k| (C3—Ce) —Fhfi ik~ (C1—Co) —fe i « i 18— (C3—Cs) ~F ke FE— (C1—Co) —J5E
F£ .COR'.COOR'.C (0) N (R") 2.C (0) NR'OR', 0S02R*. S (0) nR*. S020R* . S02N (RY) 2 NR'S02R?,
NR'COR' (C1-Cs) ~HE3E~S (0) uR*. (C1—Co) —EF-OR" (C1-Cs) ~HEIE-OCOR" | (C1~Cs) ~J5t I~
0S0sR?, (C1—Cs) —452HE—-COaR" ., (C1—Cs) —%7 3 —S020R" | (C1—Ce) —4HE—-CON (RY) 2+ (C1—Cs) —E 4t~
SOoN (RY) 2+ (C1—Cs) —J5e3E-NR'COR' L (C1—C6) —%EFE-NR'SO2R? 1,2, 4-=M—1 -, B

[0043] A RYALEES (0) nRPFERF] , MIZIE A AR AL,

[0044]  VALR A . (C1—Ce) —HEdk . pg A8~ (C1—Ce) —hE ik . (C1—Ce) —hE I (C1—Co) X LB
.S (0) n= (C1=Co) —HE 2 S (0) n— (C1=Co) — X ARSI + (C1—Co) —bEdal I~ (C1—Ca) —hE e\ 141 25 V1
B E A,

[0045]  R.R A7 HIAR R AL (Ci—Co) —HEdk  (Ca—Cr) IR fi ik L i fX— (C1-Co) —J52 2 (Ci-
Co) — e I L 18— (C1—Co) — bR I VUL~ (C1—Co) —hE L UL . FY L p 2 | AR L U it 2 P
ST | WA R A R, B O A L R IR O, A s AN E N
R : B2 2 AL = R R

[0046]  RYREA. (Ci=Ce) —Hrdk. (Co—Co) ~Midik + (Ca—Co) —HRLI . (C3-Co) ~Hihedk+ (C3—Co) —FF
fid— (C1—Ce) —Jitdi s (C1—Ce) —J5ed—0— (C1—Ce) —hudi \ ORI ORI~ (C1—Co) —i it 05 55 L (Cim
Co) 5tk 4 77 Bk IR IR 2 | (C1—Co) —JE 2 PR 2 | (C1—Co) —HE -0 5 2L | (C1—Co) —HiE -0~
ZIRIE | (C1—Co) —JE 2 -NR*~ 4 75 L 5K (C1—Co) —Hrdk—NR* 24 IR 3 , o b B 4 S 1) 164 222 [
B E Wl s N 3T G SR B B 0 2R L L OR? .S (0) oR* N (R?) 2. NR°OR® . COR® . OCOR®
NR’COR® \NR*S02R*. CO2R® , CON (R?) o1 (C1—Ca) —fE 48 Ik~ (Co—Co) —Helel I FREL , Horp R IR R A
n AR,

[0047]  R*{FE (C1—Ce) —Hidk (Co—Co) —Jidk (Co—Co) —bRIE . (C3-Co) ~FAHEdE . (Ca—Co) ¥kt
H— (C1=Ce) —J5t 2\ (C1—Co) —Jit 20— (C1—Co) —hr ek \ R I L IR I - (C1—Co) —Je ik \ 05 2\ (Ci-
Ce) —J5e ik 2 75 Bk JR IR 3L | (C1—Co) —JT ik 22 PR3 | (C1—Co) —HEI—0-F% 75 FE | (C1—Co) —Hii -0~
ZLIRFE | (C1=Co) —JedE-NR*-Z4F5 FEBK (C1-Co) —Je I -NR* - Zu IR 3, Ho v I e L [ gl s 328 19
L B U &L OR. S (0) nRYN (RY) 2 NRPOR? \NR?S02R* . COR® . OCOR® \NR*COR®
C02R®\CON (R®) 211 (C1—Ca) —J5e L F— (Co—Co) —Je L BRI , Horp e IR A A NEARIE
[0048]  RMUEAL. (C1—Co) —hEdk . (C2—Co) —JidE \ (Co—Co) —hiIE . (C3-Co) —FbEIETL (C3—Co) —
FhrdE— (C1—Ce) —J5e 2,

[0049]  RYRF (C1—Co) —hE k. (Co—Ce) —Ji HEBR (Co—Co) — ik,

[0050]  ROFIR™4 bk ST AR (C1—Co) —BEdE i 8- (C1-Co) —HEd + (C3—Co) —Fhkedt .k 18-
(C3—Ce) —PRJ5E 3k | (Ca—Ce) —FR¥5E ki~ (C1—Cs) —He L+ 1 X~ (C3—Co) —FR I3~ (C1—Cs) —Hie 3 (Ci—
Co) —JE2A 2t~ (C1—Co) —Jed \ i X~ (C1-Co) —E2A 2~ (C1—Co) —m i\ R | o5 JE B J A AL, I
B 3R S B 3N A % 1 s AN 3 B 0T R SR A AR : AL L 1T 2R L (Ci—Ce) —hE e i 4R -
(C1—Cs) —8E4E R'0 (0) C. RY) 2N (0) C.R'0+ (RY) aN\R? (0) nSFIR'0— (C1—Co) —h7 3 , H ot LR LY
A A AEE ],

[0051]  BRROFIR" 3% [ 55 3 2 (AR JR 1 P AN VL A 3508 43 v RN B s R R 3 78 B8 838, i
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R T 5 SR I BRI B PR AR 4, R AR O N B Srm AN & FIN RY JOFIS (0) oI 3R 5
TG, Ho BT IR IR AERRFRE 0 8 s A1 B 0 i 2 A B : g7 36 (Ci—Ce) —m i« 1 A8 (Ci-
Ce) —HEFE R0 (0) C. R') 2N (0) C.R'O+ (RY) 2N.R? (0) nS<R'0 (0) 2S+ R") 2N (0) 2SHIR'0- (C1—Cs) —HE
5, Hop Frid S A n AN AR A

[0052]  RO4R (C1—Co) —HEdE , HoAEAFFlF 00 T s A 348 1 40 1 35 FA BOAR : g 25 L 3
(C3—Ce) —FR%EHE R (0) C.R' (R'ON=) C.R'0 (0) C. (R") 2N (0) C.R? (0) »S (RY) N(0) C.R'0. (R") 2N,
R' (0) € RY) NLR? (0) 2S (RY) NLR*0 (0) C R) N, (RY) aN (0) € (R") N.R* (0) nS-R'0 (0) 25+ (R") 2N (0) 2S.
R (0) C (RY N (0) 2S.R%0 (0) C (RY) N (0) 2SHT (RY) oN (0) € (RY) N (0) 2SBK, (Ca—Ce) —FR it , HoAEAEFil
T T M s % W B3R F] AR s 1 2% (C1—Ce) — e« 4 A8~ (C1—Co) —E k. (C3—Co) —¥h k5T
H R0 (0) CFI RY 2N (0) C,

[0053]  RIREE AL VH L (Ci—Co) —HEdk 1 18— (C1—Co) ~HEdE \ (Ca—Co) ~Ffiedk X 18-
(C3—Ce) —FRKE3E | (C3—Co) —FRhEdE— (C1—Co) —hE 2+ 3G A — (C3—Co) —FRhEHE— (C1—Co) —%E2E R (0)
C.R%0 (0) C. RY) 2N (0) C.R? (0) 2SR (0) C— (C1—Ce) —H7 3L \R'0 (0) C— (C1—Cs) —52 3. (RY) 2N (0) C-
(C1—Ce) —BEE \R'0— (C1—Ce) —hEdE . (RY) o2N— (C1—Cs) —BEFEELR? (0) nS— (C1—Co) —HEdE:,

[0054]  mft#0.18%2,

[0055] nfQF#0.1E(2,

[0056]  sft#0.1.2843.

[0057] et iE=X (D B9, H

[0058]  AfQFENELCY,

[0059]  XARFAHIE i 2 W H I L (C1—Ce) —Jidk .1 X~ (C1—Co) —HEdk+ (C3-Co) ~FAHEHE JOR®.S
(0) nR*. (C1—Cs) —5E3E—S (0) nR”, (C1—Cs) —%EFE—-OR" | (C1—Cs) —HEFE=—CON (R") 2. (C1—Cs) —Hi -
S0aN RY) 2+ (C1—Ce) —JeFE-NR'COR' , (C1~Cs) —HEIE-NR'S02R* (C1—Co) ~HEIEZ4FF % . (C1—Co) 5t
S IR BRI o g FE R R I 24N R % A B s AN I 1 R TR R AT ERAR < i R (Ci—Co) —HE 25
R~ (C1=Ce) —HEFE S (0) n= (C1—Co) —kE e+ (C1—Co) —HEAIE X 1K~ (C1—Co) —hEA L, Horp Z IR I
A EACEE ],

[0060] VAU AHIE X &K VHIE . (Ci—Co) —KedE L (C1—Co) —i f8HEFE LOR' .S (0) nR*. SO2N
(RY 2N RY 2. NR'S02R* \NR'COR' , (C1—Cs) —§525-S (0) nR?. (C1—Cs) —2HE—OR" ., (C1—Ce) —fi -
CON (RY) 2+ (C1—Ce) —43£-S0aN (RY) 2+ (C1—Ce) —%2F-NR'COR' . (C1—Cs) —4EFE-NR' SO2R* | (C1—Ce) —
PRI | (C1—Co) —HEHE 7275 5 | (C1—Co) e JR PR AL ORI | e 0 JE B R B 2t , v B Jim 4
T2 FJ6 AL 25 B s N3 F A B9 2 A AR : b7 25 Al 2 L B2 L (Ci—Co) —m 2\ 1 AR (Ci-
Ce) —Jt 2\ (C3—Ce) —FAHEHE S (0) n— (C1—Cs) —hEAE  (C1—Co) —HEAEIE L X A~ (C1—Cs) —T A 2
(C1=Ce) ~J5e 28— (C1—Ca) —J5e 3L AN AL H 3L , Ho v Z8 R T A n AN A AL ]

[0061]  ZAXFR K 2= AL HHKEE L (C1—Co) —Hr k. (C1—Ce) —KEA I KX~ (C1—Co) —fie 2\ (Ca-
Co) —FRBEHE S (0) nR* 1,2, 4-— e~ 3, B WA YA EKS (0) R7ZEH, MZIEATRFRA
[0062] VAR (C1—Co) —kEdE . X 1~ (C1—Co) —J5e i+ (C1—Co) —Be A . (C1—Co) —p fA K2R
H.5(0) n= (C1=Co) —HE 2 S (0) n— (C1=Co) — I ARSI+ (C1—Co) —bEdal 2~ (C1—Ca) —he s\ b1 25 V1
B,

[0063]  R.R AT AR A S (C1=Co) —J5t 2 (Ca—Cr) —FRkEdk i fX— (C1—Ce) —hE S (Ci-
Co) —HE4E I L B MR~ (C1—Co) R IE VU IE— (C1—Co) —HE L UL . FY L i | R 5k I il 4k | PP

10
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SR L OB R, R VR PR,

[0064]  RUYRFEA . (C1—Ce) —J5edk (Ca—Co) —MiFE | (Co—Co) —BRIE. (Ca—Co) —FAHEE . (C3-Co) —FF
Fdk— (C1—Co) —Ji ik« (C1-Co) —J5edk—0— (C1—Ce) —br ik \ IR I ORI - (C1—Co) —Jidik 4 F5 3L | (G-
Ce) —mdit 0 77 2k R L | (C1—Co) —hm 2 Z0 A2 | (C1—Co) —Jm A —0—F= 75 2 L (C1—Ce) —J5e -0
ZuIRFE | (C1—Co) —HEFE-NR* -5 FEBR (C1-Co) —hEFE-NR* -Zu R I , Ho b f i 42 2 1 16732 ]
B B Wl s AN 1 TR A S A U 5 R P L OR? LS (0) nR* N (R?) 2. NRPOR? . COR® . OCOR®
NR’COR® \NR*SO2R*, CO2R® . CON (R®) 2 1 (C1-Ca) —he L FE — (Co—Co) —e AL IR , Hop IR A
n AR,

[0065]  R*{F (C1—Ce) —hedk \ (C3—Co) —FRKeIEDK (Ca—Co) —Fhke It~ (C1—Co) —Jidk, Hvh ik
X = AN 5% B s AN 1 A0 36 A B - % 2 RTO0R?,

[0066]  RMLFA B (C1—Co) kit

[0067]  R*X% (C1—Ce) —hE ik,

[0068]  ROFIR™ A 7 AR B 3 2 BBk IE TR 3,

[0069] &%

[0070]  ROANR™IE [H] 5 H % B B S5 T 5 e BR 6 Te VL IR, BT BRRR 1 1 Ji R I RIE
IR NS S Am AN E R

[0071]  RRFHF. ZFEBEHE,

[0072] RUYRFEATFML,

[0073] mfUFO0EKL,

[0074]  nft#0.18%2,

[0075]  sfR30.1.28K(3.

[0076] {5 R SCHRBIFTA 2H, BREE 3705 S BUREEART 5 A7 X (D A Rk (1) 48 [
[0077] AR EHR AL S AT B A iE s 7 SRR A R LS (1D 52— k-1, 3-1g
W (TTT) (AR PR A 2 S ] 2% <

[0078] jj§§1

[0079]

[0080] A WAL ik AT I Uy SR 28I ) U7 VA 2R (TV) (R R R M2 -2 -1, 3
W (TTT) S Al
[0081] 522

11
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R N £
& e X
"

) A K} o y

SR B R s R b W 1

FOR B b TN s o R S ek
[oog2] &KX L R
AN R i
& NEL SN § .
w . - ‘.,p";\ <
e o

(G 3 {
[0083] X T vi 4k 5o W7 , AT A8 P 6 FH T I e A s 2 1R st AR, 4B A L, 17— ik A IR e
(CDT) « "R MR W% (DCC) <2,4,6-=7A3~-1,3,5,2,4,6-=HA L =M C b
(trioxatriphosphinane) 2,4 ,6- =444 (T3P) %,
[0084]  D5AF [ WA BRI 7T RE A2 A R o DRI, 77 S M) 2K FR BR AN e EL R i1k ok
R E S0 BUAL , ZEBRIBER T B 5 S il 2 IR » SR 6 B TRk AU B IV AL P B o
[0085] =X (TT) {94 FF I SUBH RRAA R T R (TV) R U 12 & S I Al i 1) 23 28 T-US
6,376,429 BI.EP 1 585 742 ALFIEP 1 202 978 Al {74 .
[0086] U (TTT) fy2-2a -1, 3-WEME Ny 17 65 ] 49 B0 AT SOk Hh O N R4 V2 il 4%
[0087] W Fak AR =0 (D B AP /B S IM 8 A e AT LA IEAT 77 il 2%, R IX B
THOLT , Ik il 26 7] LA 30 B8 20 1 B0 E4ax 3 E 3h i 7 sUse I o 49 o, Al A e B2 A S 7 4
/B A AR ) e A BB 3 Bk KRR b, BN AR D . TiebesqE
Combinatorial Chemistry-Synthesis,Analysis,Screening (Editor Giinther Jung) ,
Wiley 1999, %51 %34T0 h #EIA KL FE .
[0088]  Jxif T Js LA f b FR Y AT SE i, AT S AR 2 17 &5 AT AF A B, I [ Barns tead
International ,Dubuque, Towa 52004-0797,USAHCalpsox M (reaction blocks) , B
HRadleys,Shirehill,Saffron Walden,Essex,CB 113AZ,Englandf{Jx B4 (reaction
stations) , B Perkin Elmar,Waltham,Massachusetts 02451, USAfMultiPROBEH %)
A% (Automated Workstations) o= (1) B0 E4) Je H SR A& 1 R v 7 AR 1) ) 4
1 34T 24k, AT A A 2 AL RS B ) 1 1SCO, Inc. ,4700Superior Street,Lincoln,NE
68504, USAIK A 35 % %
[0089]  J 31| ¥ % T BUR TSR, Horh B AN RAE D BRI A AT  (HR AE SR E D IR
) DA 2 AT T B HRAE o 1X W I8 A FH 8 43 B 58 A — AR AR B Bl Ak F e i b, Hop BTk %
H B AR AT AR5 XSS H Bk R4 v B 9l tCal iper , Hopkinton,MA 01748,
USAFR 1S,
[0090]  BEANBRZANG A BRIK AT FT DL I AT R A W 0 38050 /iE BRI (scavenger
resin) RILHFF AL CBRFE AR T — RIILK TR, Bl FEChemFiles, 55446, 511,
Polymer—Supported Scavengers and Reagents for Solution—Phase Synthesis (Sigma-—
Aldrich) H7,
[0091]  B& T ARSCHTR I T2 4, 38K (D) B A ) B 3 E6 5 il 26 7T DA A S 75 Hoow
ik [ AH B HEAT U B IR A R R BROE T A SLER AR A R B S SRR o ]
PB4 T (A AR 45 5 22 5 RO T o 1 AH £ 38 & O AE Lol SR A7 7893 [ R , 491 fiBar ry
A.Bunin, “The Combinatorial Index” ,Verlag Academic Press,1998F1Combinatorial
Chemistry-Synthesis,Analysis,Screening (Ginther JungZw) ,Verlag Wiley, 1999, % A

12
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[T AH 47 %80 A iz AT LLEAT 22 POk 2 B 07 22, 1R 28 07 R ] DL F 3B A 3 7 2058
Jith o B 41, J2 MR AEE H Nexus Biosystems, 12140Community Road,Poway,CA92064 ,USAK)
Y S R I I TRORTH AR AT o

[0092]  FE[E AHARAH b BEAT BEANBLZ AN A D SR AT I8 R AR SRR Bl STk
RER T — R A28 77 &, B WfEMicrowaves in Organic and Medicinal Chemistry
(C.0.Kappe#HA.Stadlerd) ,Verlag Wiley, 20059,

[0093]  ARHE A SCHTIA 1 75 1 1 il 24 A AERA34) i 4R & TR 2Rl =X (D)t &9 S L3 B
FPEE (Library) « 48K BlGA4E T & 2 APR (D 416 EW R HLERI

[0094] ARG (D) BI4LAY ORI/ B ) 78R SR SRR “ARR B G  Hooh 58
TG ) 2257 b BB B RO — AT E A B A R I BR SE T BT IR TR AL A
YA AR ZE HDIRZE AL 2 A BB R FRIHELAB G B 2 0 45 FHEWE A R TP
o

[0095]  PA|Utk, AR BHAR I e — M AN iR LR BRI A K Rk EY )
(R 7732%, oo —PEl 2 P &k BRI AL & it TR (9 A A » B BOR -1
FRELEA T ERIEYEYD) P (s P BOR M SR, i ZE 80 2 (1) 4 B
£r) BUE AKX 38 (1 an#F Rr X 380 « 48 & B AL S PT DL i AE FE BT S 538 , 17T B
TRk VRN g8 T e ) B T R B T S i A o PT DA IS I A R B B AL S YR IR A AR TR
BRI DS 2R B BARSE 30, i DA P F1 28 A B AR T AL JE

[0096]  Hipmt- A EEYE: L FEJE (Aegilops) IKE & (Agropyron)  BY A Fl &
(Agrostis) EZULJE (Alopecurus) JApera@ . #EF J& (Avena) BB JE (Brachiaria) . &
72 J& (Bromus) ¥ ELJ&E (Cenchrus) \FS i 5L J&E (Commelina) Ji F #RJ& (Cynodon) 75 H =&
(Cyperus) B JINF )& (Dactyloctenium) « 5 fF & (Digitaria) )& (Echinochloa) \ZEF¥ )&
(Eleocharis) JWEIZREL & (Eleusine) i JH . J& (Eragrostis) #¥ZRJ@ (Eriochloa) .ZESF &
(Festuca) WA EL)E Fimbristylis) « &1t )8 (Heteranthera) [ A5 )& (Imperata) . B9
B & (Ischaemum) - T4 FJ& (Leptochloa) EEEEL & (Lolium) - WY Aft)E Monochoria) . Z
J& (Panicum) .M J& (Paspalum) \FEXJE (Phalaris) FEHEEJE (Phleum) . 58K JE (Poa) .
¥ JE Rotthoel lia) 24l & (Sagittaria) 52 E.JE (Scirpus) J)BE )& (Setaria) &
Z & (Sorghum) o

[0097] X FM- 242 ) Rk JE (Abutilon) 75 )& (Amaranthus) K2 J& (Ambrosia) .
Anoda.FH HE %5 J& (Anthemis) .Aphanes. & J& (Artemisia) V=& (Atriplex) 4% &8
(Bellis) B4l B (Bidens) .5 )& (Capsella) « K& )& (Carduus) -] J& (Cassia) R L%5
J& (Centaurea) .2 J& (Chenopodium) & J& (Cirsium) . iE{L )& (Convolvulus) .= [E % &
(Datura) . (885 & (Desmodium)  HIMR )& (Emex) ST & (Erysimum) K5 &
(Euphorbia) . §li¥ESE & (Galeopsis) A% )& (Galinsoga) hitifk)E (Galium) \EZJE
(Hibiscus) #HF E J& (Ipomoea) \HJIkJE (Kochia) B Z k8 (Lamium) AT X8
(Lepidium) \FtE & (Lindernia) .3 J& Matricaria) . JE Mentha) 1L &t &8
(Mercurialis) S KELJE Mullugo) - 71 3 J& Myosotis) <A SE J& (Papaver) \Z4F &
(Pharbitis) ZEHiJ& (Plantago) .2 J& (Polygonum) « iAW & (Portulaca) . B E &

e s i

(Ranunculus) ZEN&E (Raphanus) #5832 J& (Rorippa) . T T3 )& Rotala) «FEAR & (Rumex) .

13
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¥EZE (Salsola) « T B JE (Senecio) H # & (Sesbania) «E LR JE (Sida) \AHITE
(Sinapis) /@ (Solanum) % E 3% J& (Sonchus) 2R 1L J& (Sphenoclea) . E 2k &
(Stellaria) B 9L & (Taraxacum) ¥ % J& (Thlaspi) EHEE (Trifolium) S JE
(Urtica) JEEEEYN)E (Veronica) 3B (Viola) <& HJ& Xanthium) o

[0098] 4 B AT ZE R AR A IR R A4 it P 22 388 3R 1D, DU e 4P 1k R B i, B
fER R A A K E BRI, H 2 5 T b A K A/ =20 B G 5E 00T,

(00991 4 B it i M A A 40 A1 1 T e FH R AR I S €350 4, WU PE A B i AR KAk
It HA ) 15 88 A0t IS 8] ) AR B, B30 AE — BN [R) f5 58 A0 T, AN 78 E 3 5
(RIS I DARF S 77 O B A E ) A I R 5 5 o

[0100]  ERAR AR R BH B4k A W00 B I RS 2% B s HH A0 e P R B0 2, (R 2 5% |
HEREY) T IEVIEDD , 5 i HAEV & « 464 J& (Arachis) (HliE)E Beta) \EHE
(Brassica) 2 JIJ& (Cucumis) .7 )& (Cucurbita) .[a) H %% )& (Helianthus) .#HENE
(Daucus) « K& J& (Glycine) .#7)8 Gossypium) - HFZE & (Ipomoea) - 5 & J& (Lactuca) - IV Jk
J& (Linum) - &7 J& (Lycopersicon) MHELJE (Nicotiana) 325 J& (Phaseolus) .8 5. )&
(Pisum) i J& (Solanum) \ & & J& (Vicia) , BURFIAEYE: Z )8 (Allium) \ RALE
(Ananas) < K174 J& (Asparagus) % J& (Avena) « KZFZ J& (Hordeum) \F4J& Oryza) )&
(Panicum) \H )& (Saccharum) . & Z J& (Secale) . #JE (Sorghum) ./NEZE &
(Triticale) /N2 J& (Triticum) . K&HRE (Zea) . F5lie KRR BEN/NZE  NEA RN
PRI P 5 B 52 A 140, I AT AR R WS A SV B 45 Je Fots 22 Xl & AR
RS AR & H TR B By v Y (B andol A AR BOW FAEY)) o A8
EHEME AR 5

[0101] 7 5, AR B R4k G4 (L T 45 3 1 45 A A0 AT A it 22) 7E/E iy B A
S H AR AT PR S AT AT T NS SRR BR A, ELPR R B T e
SR A B3 AV 35 RS, 4911 5 R JB A RSB AR /N ARG o BB e AT & F T — Mt B
YE AN A AR Z A E Y A, TR R R AT IME YD R ) A K ARV 2 B AL
SRR R T AR E AR, B el DAk Bl e 4B 1R ARIR .

[0102] Bk yE PEAL A4 B T L B Byl PR AR A7) AR A U PR B L ] T v 2 B AL
YIEVI B R AR MR ) A F Y . — O &, B BN E AR T 2 A %
A R PR BT, B ks SR e R ZG i fo ik, 35 R T SRR B 1) B, TR v B
Wi g IR AR —— 1o an 2 B BRI AE ) (O B A T B0 5) —— I e o oAt R il 1
P BRES K, B GRS 7= & R A AT A SRR 5 R A o DR I, L N R R D G R
WV B SN e K & =B e R BT &, BUEAA AN [F TR T B 4 A% o

[0103]  SCT AL REDREY , Rl A & LS9 B T 457 L 200 s 4 A0 5 AR
MR B REY T, Bk B s 4, i Nge VR 32 e 28 Vi SR/ R e VR oK B
FSE ARAE K THE RS 7l B &7 DA S A i85 32 ) o DL A X B B R AR P 25
PEVE B A Sk e O st #4077 =0 AR e e A FTE Y 1 A R B A& e
BREL

[0104]  fRkAEA FHE YISO 5 PEAE M1 22 5% b 8 B 5 L AR A R A0 AR R B A&
WE L, B BB s 1), R3S /N EE PR S Ve B/ R e RS LR ROK, B

14
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MR RE hs  ER B A a9 DA S AR g S AR o DRI 7 B B 75 X R A 5
Y B Stk ek O il i B D8 TR P A e i FAE AR b AT AR & A & 016 9Bk
B30

[0105] i 4 15 W A7 420 AH bl LA CA0RE AR TR %) 39 R A 1) o T A L 40 i B A
MVRAZAR P A2k o B, B AT Ok e IR KB AL P mT A B A U5 v 7 A (B 4, EP-A-
0221044 ,EP-A-0131624) o l4, 75 2 A G4 AR L A& 4 -

[0106] ik B B AT VA ) LA ) vh & B K D PE (B 40W0 - 92/11376 W0 92/
14827.WO 91/19806) ,

[0107] X[ E 4B (glufosinate) 2 (Z WA GIEP-A-0242236 .EP-A-0242246) B H B
(gluphosate) Z& (WO 92/00377) B M iR (EP-A-0257993.US A 5013659) i) HE LR L5
HA U R EEY)

[0108] BB/ AETR e M EFR R BtEZF) AT L B Bk i) 5 2 [
VEVIRLYD , BIRIHE 1L (EP-A-0142924 .EP-A-0193259) ,

[0109]  — LA AR I 0 PR A i) % ZE RV E PR (WO 91/13972)

[0110]  — LA 87 43 BIR A 1), 451 G0 8 A% 38 i 1 4709 PR R0 (R AR P B B 2 1 R A
BAVEIAEY) (BPA 309862 ,EPA0464461) ,

[0111] SRR £ R R B RS A ka4 , e 5 AT 5 s 0 7 & A0 B vy () JB B i 52 126 (EPA
0305398) ,

[0112] A= 724 B2 I G B 28 O B # I EYE Y (0 435" (molecular
pharming))

[0113]  —H A7 By S B S It U R A e R DR A

(01141 DLt A B PERE R A (“TED B 07 AR S FE R EYD

[0115]  JE U] |, fie By G A o] 28 EL AT OO b R MR BT 3 L R VR 2 0 F AR IR Z 2 0
11, Z WA T . Potrykus and G.Spangenberg (4) Gene Transfer to Plants,Springer
Lab Manual (1995) ,Springer Verlag Berlin,Heidelberg.or Christou,”Trends in
Plant Science”l (1996) 55423-431 11,

[0116] 7 #ATIX IS H A HEAE, v] LUK P I I DNA T 21 3 41 1 AR AR BT F1 0 A8 1 A%
& 73 5 N BN o A0, AT A BT Rl 7 VA AT R B FERR T4 A EUIN R SR ) B
U PP 9 T ATDNA v BOR S RE , AT 1)y By B NSk (adapter) BOZEHE (Linker)
Z W, il fSambrookt al., 1989 ,Molecular Cloning,A Laboratory Manual, 28 ki ,Cold
Spring Harbor Laboratory Press,Cold Spring Harbor,NY;Z{Winnacker”Gene und
Klone”,VCH Weinheim8 —fiix, 1996,

(01171 5t , e DA] 7™ i 1A Pk ALK P AL P 4 B P 7™ A mT LB R 31 D5 R s T i R TR &
/A SR S SCRNA  FH T SR 0071 265 2 PR TE SCRNA , B3 T8 2k 28 /D — Biont ok B
DL 7 W V) 2ot SR V) TR AT S T 28 AR TR S A A R Bl DA I, AT DA i AT L4 L8 = M )
e R G e 51 —— B0 HE P A A] BE AT AE R )3 e 51 —— R DNAZ -, B AT AT AN 5 A 3890
S i 7 FU IR DNA 7, e rp ik 3840 G b5 e 31 6 00 W 1, AR AE 40 i v 7 AR e SCRIUR 3
A LAE 5 Prad 22 DR =0 0 G A e 51 EL A e R U PR AL O AS 5843 AH [R] B DNA 2 371

[0118] R IAHEY T AL IR 70 I, TG B 28 1 ] 7 o 2 A 0 A ) A T 75 T [X

15
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FEr IR, A T SEBAEREE X = (R 58 A7, AT LA a0 b X5 B DR AE T 8 X = s AL )
DNAJF BIAHIE - L P A ARSI B R N 2 5 (B L, #WiBraun et al.,EMBO J.11
(1992) ,3219-3227;Wolter et al.,Proc.Natl.Acad.Sci.USA 85 (1988) , 5£846-850T1 ;
Sonnewaldet al.,Plant J.1(1991),%5595-106101) o #% & 5 i ] 70 ALY 40 B 1) 240 o 2%
Kik.

[0119] S FEDRRE ) 40 Mo P Je et O 0 B B AR B AR A4S B S B A o JR W) -, Pk 3 R (R
VAT AT BT R AL S R AEL ) , BB P A B A A R ] O A

[0120]  PA| ks, ] LA Jd sk %o [ s (BRI AR) 8 DRI Bl 2 R e 27 1 ot 3k P B4 ], B3 Jd et
X S (P AR PR B [R5 0 1 2 18 T SR A 14 o o5 A% ) e L DR ) o

(01211 PRadd A W Ak &4 F Tk A W B AT Bt i S B DR E P b - AR TR 77
N2 SR s B P B LR AR (900 B LR & Rl (ALS) 5 i = TR P B 2 2 1k —
3T IR (EPSP) 5 e 15 BB & il (GS) B 2R AT I R 0UIN 42 (HPPD) ) [ L7715 B
Tk TR B RE L S i B OR T R e D A AL PR A P BR B

[0122] A R B S AL 51 F T2 BRI B 7 mI A8 HoAd AR 2 B4 T
A ERY R A 5B i T P ik % 22 DM EVD RO IR AR It es 22 1 BURR il /2
TG T AT PIE I AR B | ot 1 I AT DA A e R 2 DRk 5 R B DR oA Bt
PERIBR B0 R I B0 455V, LA RO B B R E VR ) AR A E 1 52

[0123] R, A I BA K IR & W0 DR 550 FE T B it B 2 R R vh ) S A
M) 3 o

[0124] A WA A4 AT LA AT I 1053 77 AT LA R 4 711) S R W I A VR o 7 BSURIORE 771 £
T BLH R AL A o DRt AR B FR A5 7 A K I I A& WD R B S A S W AL AR K
WEHEY.

[0125]  FR4E A K WA S0 R] LA 22 iy sXAR 9 HL 75 S2 00 AR 12 f / B 3R AL - S AT
T 1l o 75385 PR A1 7055 5 9 20« FT R PR R OWP) L I T K 571 (SP) < 7K ¥ PR e 45 771 AT LAk o
45 7 (EC)  FLFF) (EW) (48] 7K B, yoby 284 2L 7500 A el A 7K 28 2L 7)) ] sy 2R Y VR A TR 4 711
(SC) « 2243 R B A IS A3 HIR) VR A PRV VT B HE 2 07 71) (CS) A 71 (DP) FEFh 7™ i
SRR AN 38 it FH ) AR 791 SR T2 ) AR 751 (GR) 5 P ROHSE 771 A A JURSE 700 G BT 124 ez
FN K43 B SIURL 1) (WG) KB PERIURE R (SG) ULV il 771 fol s 2 571 s 741)

[0126] X L1571 F) & AU B B AR, IR0 8T T Z1 Sk, 49130 : Winnacker—Ki
chler, “Chemische Technologie” [Chemical Technology], s 7% ,C.Hauser Verlag
Munich, 5845z, 1986 ;Wade van Valkenburg, “Pesticide Formulations” ,Marcel Dekker,
N.Y.,1973;K.Martens, “Spray Drying”Handbook, 583fi.1979,G.Goodwin Ltd.London.
(01271 Jv =5 B9 il 55 B 50, 451 G PR A Jo 6 9 P ) 9 R HG Atk A R e 2 2 RN L O
1ICH T A kb, Bl :Watkins, “"Handbook of Insecticide Dust Diluents and
Carriers”, 520 ,Darland Books,Caldwell N.J.;H.v.Olphen,”Introduction to Clay
Colloid Chemistry”;%62fit,].Wiley&Sons,N.Y.;C.Marsden, “Solvents Guide”; B2k ,

Interscience,N.Y.1963;McCutcheon’s”Detergents and Emulsifiers Annual” ,MC

Publ.Corp.,Ridgewood N.J.;Sisley and Wood,”Encyclopedia of Surface Active
Agents”,Chem.Publ.Co.Inc.,N.Y. 1964 ; Schonfeldt,
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"Grenzflichenaktive Athylenoxidaddukte" [Interface-active ethylene

oxide adducts],Wiss.Verlagsgesell.,Stuttgart 1976;Winnacker—-Kiichler,”
Chemische Technologie”,#574%,C.Hanser Verlag Munich, 554z, 1986,

[0128]  JET a7, AT LAAE 7 5 H e AR 2V MR Bt (19 2 o3k B H 7R 3% M6 7] o S 71
%;\U) PA B 55 22 4 50 IEDREART/ B304 A U8 73 700 ) 465 540 » 4810 n LA et ) 570 E4) T R ERAE Sy A
B . &R 2 ARy, B Wit e iR BB (mefenpyr-diethyl) 38 74 B B ik
(cyprosul famide) KRS (isoxadifen—ethyl) fifEEEM%E (cloquintocet—mexyl) Fl —
SV (dichlormid) »

[0129] WV ¥ SR AT 3 50 4 BT A R R, bR T S ATE A I —— R BT B
PEWD R A ——41 , 38 & B B B4 3R 1 3 Pk 7R A/ B AR S - 2 R v R ) G2 i A
A B IR O E A R CE IR TR I L 5 LA AR 5 i 1B D B 5% 0 BTk
PR Eh e LT IR Eh L e R ORI R RPN 2, 2 - AR AR 6,67 - RN, T A
FE TR TR A B M e R R 2R TR BN o D T A& AT N R R B A 1 A P A8 A R
WA () an e BE AL | 2 AU B LA 2 A0 S A BE L) o RS 4 1, I (R iy B R 5 5
Hl B FIAHR A o

[0130] W] LAk o< 4 R0 e T oA ik R A% < KV AL A A T A NS ) (a0 T BE LI
Rl — PR R R I i — R R BOREDNS e 5 ) 55 B IR AL S B 28 BeA HLE AR S, O
TN — il 22 i s AU A/ B B SR Vs M) (FLAG D o RIS A A L AR TR RS SE 51 g < e
5 HER IR A5 £ A A0 pE A ORI R 5 BIIE A AL R), B R DT IR R 4 RE R L S
B AR T RERE IR £ R R I B PR LR AR S b R SR L L LR
BE 480 1 L) B SR IR I B B B8 B A 4 L B SR I 9 A 3R A £ 0 L L B SRR T T P i o
[0131] MR m] Ak 3% MR 540 -5 20 4 R D [ A 42 Jo— AR T B i 1145, Pk [l 4447 o 4]
WITE A S RARRE 1 () vy 0 1 29 £ Rk a6 ) Bk £

[0132] B JF-IRAATRI P Ry K LB 1 o B AT AT LA 48] e a5 FH vl 5 19%) SR BE LI A1 22k b
NANAE b AR Y o Fir 270 49 2 1V A 7 AT I B T o

[0133] L5511 7K Ay R L35 (BW) , AT LA GG 4 4 4 2 B BE LA/ B A TR A A I
15 AR MR ALIE T CA S AT e s A5 an 78 b S At 70 284w B 20 16 2 T ity P 751 R ) 4%
[0134] UK 75 AT LA G A 45 Fiv sk v PP 4K 45 0 7 R B PR SRR R T M) o B i A
HiE ) (BN ER 2B IR TR TR BN BT 0 ) 43S PR & ik 4 Vit B 38k (ot b
W = BORURLCIR A P RL) 2R T 61 £ o B 38 B PR A S Ak FT DA i 6 AR URL IR T
N—— R T L, ] LA 5 IERHR & —— 6 & Sk

[0135] 7K 43 Hiu PH Aoz 751 368 7 P DA S sk 5 7 25, 91 Gt 35— M L DAL PR DRV | 25
LKLY AT FH VR B 2R TR B LA S AN ] 4415 M) S 65 o i ] 4% o

[0136]  5C T A AUMURE L U A R RIURE 3% HH RIURL F 5% 25 F5URE ) il #% , 2 W61 40« “Spray -
Drying Handbook” 23/2,1979,G.Goodwin Ltd.,London;J.E.Browning,”
Agglomeration”,Chemical and Engineering 1967,%8 14701 ;2 J53C; "Perry’s Chemical
Engineer’s Handbook”, 255k% ,McGraw—Hill,New York 1973, 58-57T1 .

[0137] X TAEW R A& W Hil 7 AR A N 25, 2 W6 1G. C.Klingman, “Weed
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Control as a Science”,John Wiley and Sons.,Inc.,New York, 1961, #81-96 71 fll
J.D.Freyer,S.A.Evans, “Weed Control Handbook”, Z5fx,Blackwell Scientific
Publications,Oxford,1968,55101-10371 .

[0138] Bk gk Ak il A 0. 1 299 8 & % JRF N0 . 1 295 8 & % A R 1k
EE/P

[0139]  FERTVR ¥ 7, VE PR A I BN, I I 2910 2290 H & % , LOOFE & % I el %
053 FH R 700 s 43 2EL R o AE AT LA IR G ) L SR A S IR FE R N 201 290 H & % L L
Y580 H & % M I il 7 A A 1 B 30 H & % IS PEAL A il A5 £ 20 H B %
(K135 AL B s AT TP B PR 7 A 290 . 06 B 80 H & % LIk 2 E 50 H & % KIE L &
W o AE K G B SSURL 7R 1 W5 MRS I B 230 9 Bk T B v AL A P LA BAR T 20E
& [AAR T 2AFAE , DA KBTS0k Ak BRI RISE R 45 o 7E 7K - BRSO 77 R v PR A B 1
FrEN, BIB9S EE %, LIE10B80E F % .

[0140] 14, BT dR A B3 AL A P il 77 FR AT I &5 35 FIORG G 70 TR 57D 43 107 #4k
F B F )BT R R SRR ) SR A R Gkl L YR 28 R A 57 S 52 e pHAE FIURY
i) o

[0141]  JE-T-aX il 77, i ] AR 7= b H e R 535 PR B (8 4 o5 B H TR 3% 0 741 I B 51 A
RN BA R 522450 VR BT IR 25 G4, 61 a0 DA R i 5 BRRTR A B
o

[0142] Sy VAT H, G0 A3 , 4 LA 65 TR 20 il 57 A 07 20 B, 461 a0 76 TS T 4 771
AL LA A 1) 3 BRI AN K 73 BICPERIURE 77 40 155 00 T FH KRR o 3 771 33 SR 77 i 8 Hc 2
51 R A 5 7 2R Y VBRI T G ) R0 26 A0 FH R AS T AR s M st — P e

[0143] = (1) M4k &4 i 75 B0 i FH 2208 S0 57 4% A1 (B0, 480 2 1 S R0 I A5 P 1) o 2 7] 26
) ARA, o HL o] 78 T YE I N A2 AL, B AnAE0 . 001 FITL . Okg/ha2 [A) B 5 22 () v PE) o, SR 1T, A1
HAE0. 005517508 /ha 2 [d] o

[0144] "R %1 st ) FH T i B AR R BH

[0145] A fk2Fs2 )t

[0146] £ Rk2-50—4— (FF AEREEE L) -N- (1, 3-MEme—2-38) -3-[ (2,2, 2-=F LA ) F L]
IR, (FRSEA9% 5 1-334)

[0147]  7EZ= i RT) T, 44347mg (1.0mmo1) 2-—-4- (F HEME ML) -3-[ (2,2, 2- =LA
) ] K R AI84mg (1. 0mmol) 1, 3-MEME—2—yE T 7ml & g, I A0 14ml
(1.0mmol) =7, % .24mg (0. 20mmo1) DMAPF1955mg (1. 5mmol) 2,4 ,6-=153}-1,3,5,2,4,6—-=
AR 52,4, 6- =AW (50 % THRIE W) o S MR B WI7E S5 T S8 20/, 2R 5
PG PIR (BERBm1) o FINa2 SO« B HLAH IR 46 SR R WA 3% (HPLC, ZJ1E/7K)
a4k A 2] P)93mg (20%) .

[0148] A Al 2-S-N- (A-FF -1, 3-WEmp—2-J) —4- (A JEREEE L) 28 FF B, GRSEW 95
7-13)

[0149]  FEZIE T, 574mg (2. 0mmo1) 2—5( —4—FP JL Ak 2 2% AR 6 F1240mg (1. Ommo1) 4-FR
H-1, 3-8 -2 yA T Tm]l & ek, FEMAO0. 34ml (2. 0mmo1) = Z. % 60mg (0. 49mmo1)
DMAPAI2.335g (4mmol) 2,4 ,6-=143-1,3,5,2,4,6- =A== C 52,4, 6- =AM
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(50 % THRVE ) o IR NTR A FE = I T BedE20/8eF, SR fa FHZK B IR (B 5m1) o FINa2S04
TR HLAA IR 4 R A A (HPLC, Z 05 /7K) 4lidk . 15 31 7= ¥66mg (7.3%) o

[0150] A Al 2—--N- (42K -1, 3-WEme—2—J) —4— (FF JE M e AL) 2K i , GRS 95
9-13)

[0151]  7EZ 13T, 293mg (1. 25mmo 1) 2-%5 —4 - FF Jhsf ok J 2% P % F1200mg (1. 25mmol) 4-
Z5-1, 3-WEME -2 A T Tml &R e, FE N0, 17ml (1. 25mmol) = Z. 1%+ 31mg (0. 25mmo1)
DMAPAIL.19g (1.88mmol) 2,4,6- =78 %£-1,3,5,2,4,6- =4 A& =R C 52,4, 6- =% 4k
¥ (50 % THEVE W) o R BETR A PDAE 2 I T HE20 /0], S8 )5 FHK B3 IR (BRI 5ml) o A
NaoSOs T #A HAH FF I 4 SR AR AR 3 (HPLC, 20 /7K) 44k A3 2149 1mg (17 %) »
[0152] & p2—&-N- (1, 3- @M —2—-JL) —6- (= ) MHBERG , GRSEHI9% 5 10-1)

[0153]  ZE%iE N, ¥537mg (2. 38mmo 1) 2-5(—6— (=% FF 55 MBS A1200mg (2. 38mmo1) 1,3
e —2— i v T Tml G B BEdr, 3F N0 33m1 (2. 38mmol) =7, % .58mg (0.47mmo1) DMAP £l
2.27g (3.57Tmmol) 2,4,6-=73-1,3,5,2,4,6-—H = k2,4, 6- =1 (50%
THEVAR) o RNTR G WIAE 2R T A FE20/ N, 28 5 7K BRI IR (BRiRAm1) o HINa2SOs 1A
LA IR TR A0 AL (HPLC, 215 /7K) 4ifk . 1B 272 440mg (5%) .

[0154] TR AR LG HE R TER ITE RIS BN S Bk T7iE R 77 EE
B AR H R PLd T R A KL &) .

[0155]  {¥ A 46 5 AR TE RN

[0156] Et=7.3% Me =FF A& n-Pr=1E7# c-Pr=¥fTH %4t
[0157]  i-Pr=F7HH Bn =3 Ph =i Jt Ac=Z Wik
[0158] t-Bu=#{] &

iy T e S B «M*Nﬁmg\ o Nag
[0159] % M - e ) § e

TRER: BREE: ERERF THRER s ENREREs
[0160]  FR1: A% HIER () KALEY, HHRFIR AAFRHHAMLRC-Y,

/N o X

[0161]
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[0162]
%5 X Y 7. Vo |4
('H-NMR, DMSO-dg,
400 MHz)
1-1 F H F H
1-2 F H Cl H
1-3 F H S0;Me H
1-4 F H SO,Et H
1-5 F H CFs H
1-6 F H NO, H
1-7 Cl H F H
1-8 | Cl H F F
1-9 Cl H Cl H
1-10 Cl H Br H
1-11 Cl H SMe H
1-12 1 H SOMe H
1-13 Cl H SO;Me H
1-14 C1 H SO,Et H
1-15 Cl H CF; H
1-16 Cl H NO; H
1-17 Cl H sbedt1-2 | H
1-18 Br H Cl H
1-19 Br H Br H
1-20 Br H S0,Me H
1-21 Br H SO, Et H
1-22 Br H CF; H
1-23 SO,Me H Cl H
124 | SO,Me H Br H
1-25 SO;Me H SMe H
1-26 SO, Me H SOMe H
1-27 SO,Me H SO,Me H
1-28 SO,Me H SO,Et H
1-29 SO;Me H CF, H
1-30 SO,Et H Cl H
1-31 SO, Et H Br H
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[0163]

&5 X Y 7. V(B RE
("H-NMR, DMSO-dg,
400 MHz)

1-32 NO; H NO, H

1-33 SO,Et H SO:Me H

1-34 SO,Et H CF; H

135 CH,S0,;Me H Br H

136 | CH,80:;Me H CF; H 12,03 (s, 1H), 7.95-7.86
(m, 4H), 7.17 (s, 1H),
4.97 (s, 2H), 2.96 (s, 3H)

137 NO; H F H

1-38 NO, H Cl H

1-39 NO, H Br H

1-40 NO, H 1 H

1-41 NO, H CN H

1-42 NO, H SO, Me H

1-43 NO, H SO,Et H

1-44 NO; H CF; H

1-45 Me H F H

1-46 Me H Cl H

1-47 Me H Br H

1-48 Me H i H

1-49 Me H CN H

1-50 Me H SO, Me H

1-51 Me H SO;Et H

1-52 Me H CFs H

1-53 Et H F H

1-54 Eit H Cl H

1-55 Et H Br H

1-56 Et H 1 H

1-57 Et H CN H

1-58 Et H SO;Me H

1-59 Et H SO,Et H

1-60 Et H CF; H

1-61 CF; H NO, H

1-62 CF; H Br H

1-63 CFs H CFs H

1-64 CEa H S50;Me H

1-65 CF; H SO;Et H

1-66 CF; H Cl H

1-67 NO; NH; F H

1-68 NO; NHMe F H

1-69 NO, NMe; F H

1-70 NO, Me Cl H
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[0164]
%5 X Y 7, V| SpR R
('"H-NMR, DMSO-dg,
400 MHz)
1-71 NO; NH, Cl H
1-72 NO; NHMe ol H
1-73 NO; NMe; Cl H
1-74 NO;, NH, Br H
1-75 NG, NHMe Br H
1-76 NO; NMe; Br H
1-77 NO, NH, CF; H
1-78 NOZ NMe; CF; H
1-79 NO, NH, SO, Me H
1-80 NO; NH; SO;Et H
1-81 NO, NHMe SO,Me H
1-82 NO; NMe; SO:Me H
1-83 NO; NMe; 50;Et H
1-84 NO; NH, 1H-124- | H
L T
1-85 NO; NHMe 1H-124- | H
Zod 1K
1-86 NO; NMe;, 1H-1,24- | H
Zeg1-%
1-87 Me F F H
1-88 Me F Cl H
1-89 Me Me SO;:Me H
1-90 Me F S0,Me H
1-91 Me Cl Cl H
1-92 Me O(CH;),OMe Cl H
1-93 Me O(CH3);0Me Cl H
1-94 Me O(CH,);OMe Cl H
1-95 Me OCH;CONMBz Cl H
1-96 Me O(CH;),-CO-NMe; Cl H
1-97 Me O(CH,),-NH(CO)N Cl H
Me;
1-98 Me O(CH,),-NH(CO)N Cl H
HCO,Et
1-99 Me O(Cl'lz)z-NHCOzMe Cl H
1-100 Me OCH,-NHSO,¢Pr Cl H
1-101 Me O(CH,)-5-24-=F Cl H
r-24-2
3H-1,2,4-=74-3-8
1-102 Me O(CH)-35-=% 4 Cl H
-1,2-Bged 42
1-103 Me OCH(CO)NMe; Br H
1-104 Me O(CHZ)-S%-F]%%*EJ- Br H
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[0165]
%5 X Y Z VBN
(‘H-NMR, DMSO-dg,
400 MHz)
1-105 Me Cl CF; H
1-106 Me Me 50;Me H
1-107 Me 4,5-:;&,22-%@&-3- SO;Me H
1-108 Me 4.,5-:.@%;2-[@&“3&-3- SO;Et H
1-109 Me S-RAPE LS55 | SOMe H
~1,2-BEed 3
1-110 Me 5-RAEFE45 =8 | SO.Et H
-1,2- ek 30
1-111 Me NHCH,C(O)NMe; | SO;Me H
1-112 Me SMe Me H
1-113 Me SOMe Me H
1-114 Me SO,Me Me H
1-115 Me SEt Me H
1-116 Me SOEt Me H
1-117 Me SO, Kt Me H
1-118 Me S(CH),OMe Me H
1-119 Me SO(CH;);0OMe Me H
1-120 Me SO,(CH;),OMe Me H
1-121 Me SO ¢Pr Me H
1-122 Me OH SO;Me H
1-123 Me OMe SO;Me H
1-124 Me OMe SO,Et H
1-125 Me OEt SO;Me H
1-126 Me OKt SO.Et H
1-127 Me QiPr SO;Me H
1-128 Me OiPr SO,Et H
1-129 Me O(CH3);OMe SO;Me H
1-130 Me O(CH3);OMe SOzEt H
1-131 Me O(CH»):0Me SO, Me H
1-132 Me O(CH,);:0Me SO:Et H
1-133 Me O(CH,).OMe SO;Me H
1-134 Me O(CH;);OMe SO,Et H
1-135 Me O(CH»);NHSO;Me | SO;Me H
1-136 Me O(CHz)zNHS()zN[e SOzEt H
1-137 Me OCH(CO)NMe, S0;Me H
1-138 Me OCH,(CO)NMe;, SO, Et H
1-139 Me L4 =8 EHFTHE | SOMe H
2-A-FRE
1-140 Me [LA4] =8 R Cix SO;FEt H
-2-5-F RE

23



CN 104854104 B w Bg B 21/54 T

[0166]
%5 X Y Z VB
( H-NMR, DMSO-dg,
400 MHz)
1-141 Me CHz)z-O-(3,5-::- S0,Me H
R -2-5)
1-142 Me Cl SO-Me H |8.01:(d, 1H), 7.95 (s,
1H), 7.70(d, 1H), 7.18
(d, TH), 3.42 (s, 3H),
2.42 (s, LH)
1-143 Me SMe H H
1-144 Me SOMe H H
1-145 Me SO,Me H H
i1-146 Me SEt H H
1-147 Me SOEt H H
1-148 Me SO,Et H H
1-149 Me S(CH;)zOMe H H
1-150 Me SO(CH;):0OMe H H
1-151 Me S0,(CH;):0OMe H H
1-152 Me SMe F H
1-153 Me SOMe F H
1-154 Me SO,Me F H
1-155 Me SEt F H
1-156 Me SOEt F H
1-157 Me SO Et F H
1-158 Me S(CH3),OMe F H
1-159 Me SO(CH;),OMe ¥ H
1-169 Me SO, (CH,),0OMe F H
i-161 Me SMe SO;Me H
1-162 Me SOMe SOsMe H
1-163 Me SO;Me S0O;Me H 8.23 (d, 1H), 8.01 (d,
1H), 7.94(s, 1H), 7.19
(s, IH), 3.59 (s, 3H),
3.55(s,3H), 2.68 (s,
3H)
1-164 Me SO,Me SO,Et H
1-165 Me SEt SO, Me H
1-166 Me SOFEt SO:Me H
1-167 Me SO;Et SO;Me H
1-168 Me S(CH;);OMe SO;Me H
1-169 Me SO(CH;);OMe SO, Me H
1-170 Me SOz(CHz)zONIe SOzMe H
1-171 Me SMe CF; H (1176 (s, 1H), 7.94 (s,
1H), 7.76 (d, 1H), 7.66
(d, 1H), 7.16 (s, 1H),
2.67 (s, 3H), 2.31 (s, 3H)
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[0167]
&5 X Y 7, VvV  hERIE
('"H-NMR, DMSO-dg,
400 MHz)
1-172 Me SOMe CF; H [11.88 (s, 1H), 7.94 (s,
1H), 7.83 (d, 1H),
7.79(d, 1H), 7.17 (s,
1H), 3.04 (s, 3H), 2.83
(s, 3H)
1-173 Me SO:Me CFs H
1-174 Me SEt CFs H
1-175 Me SOEt CF; H
1-176 Me SO:Et CF; H
1-177 Me S(CH,),0Me CF; H
1-178 Me SO(CH,),OMe CE; H
1-179 Me SO (CH»),0Me CE; H
1-180 Me SMe Br H
1-181 Me SOMe Br H
1-182 Me S0;Me Br H
1-183 Me SEt Br H
1-184 | Me SOEt Br H
1-185 Me SO,Et Br H
1-186 Me SMe 1 H
1-187 Me SOMe 1 H
1-188 Me SO:Me | H
1-189 Me SEt 1 H
1-190 Me SOEt 1 H
1-191 Me SuEt 1 H
1-192 Me SMe Cl H
1-193 Me SOMe Cl H
1-194 Me SO,Me Cl H
1-195 Me SEt Cl H
1-196 Me SOEt C1 H
1-197 Me SO;Et Cl H
1-198 Me S(CH;»),OMe Cl H
1-199 Me SO(CH32);:OMe Cl H
1-200 | Me SO»(CH);0Me Cl H
1-201 CH>SMe OMe SO,Me H
1-202 CH;OMe OMe S0;Me H
1-203 | CH>O(CH,), NH(CH,),0Et SO;Me H
OMe
1204 | CH,O(CH,); NH(CH,);0Kt SO;Me H
OMe
1-205 | CH,O(CH,); OMe SO;Me H
OMe
1206 | CH,O(CHz), NH(CH;);OMe SO;Me H
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[0168]
%5 X Y 7, V| SpR R
('"H-NMR, DMSO-dg,
400 MHz)
OMe
1207 | CH,O(CH,); | NH(CH,);0Me SO:Me H
OMe
1-208 Et SMe Cl H
1-209 Et SOMe Cl H
1210 Et SO;Me Cl H
1-211 Et SMe CF; H
1-212 Et SOMe CF; H
1-213 Et SO;Me CFs H
1-214 Et F SO,Me H
1-215 Et NH(CH,),OMe SO:;Me H
1-216 iPr SMe CF; H
1-217 iPr SOMe CF; H
1-218 iPr SO;Me CF; H
1-219 ¢Pr SMe CF; H
1-220 ePr SOMe CF; H
1221 Pr SO,Me CFs H
1-222 CF; O(CH,),0Me F H
1-223 | CF; O(CH;);0Me F H
1-224 CF; OCH,CONMe;, F H
1-225 CF; [LA4| = 8RR T F H
S2- - EE
1-226 CF; O(CH,),0Me Cl H
1-227 CF; O(CH,);0Me Cl H
1-228 CF; OCH,CONMe, Cl H
1229 CF; [14] = E5 5 Tbt Cl H
2-AFRE
1-230 CF; O(CH,),OMe Br H
1-231 CF; O(CH,);:0Me Br H
1-232 CF3 OCHzCONMez Br H
1-233 CF; [LA4] =B HRTH Br H
2-AFEA
1-234 CF; O(CH,),0Me 1 H
1-235 CF; O(CH;,);0Me 1 H
1-236 CF; OCH,CONMe, 1 H
1-237 CF; [L4] — 823 T 1 H
2- A FERE
1-238 CF, F SO, Me H
1-239 CF; F SO,Et H
1-240 CF; O(CH;),OMe SO,Me H
1-241 CF; O(CH;),0Me SO;Et H
1-242 CF; O(CH,);0Me SO;Me H
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[0169]

%5 X Y 7, V| SpR R
('"H-NMR, DMSO-dg,
400 MHz)

1-243 CF; O(CH;);0Me SO, Et H

1-244 CF; OCH,CONMe; SO;Me H

1-245 CF; OCH,;CONMe; SO, Et H

1-246 CF; 1,4]| = 8330 O SO;Me H

°F [ 12 gf‘éﬁgﬁg 7 3
1-247 CF; [LA]—RLHTK | SOEt H
2- R FaRk

1-248 F SMe CF; H

1-249 F SOMe CF; H

1-250 Cl Me SO,Et H [11.92 (s, 1H), 8.07 (d,
1H), 8.02 (s, 1H),
7.69(d, 1H), 7.15 (s,
1H), 3.39 (q, 2H), 2.71
(s, 3H), L.11 (t, 3H)

1-251 Cl OCH;CHCH, Cl H

1-252 | Cl OCH,CHF; Cl H

1-253 Cl O(CH,);0Me Cl H

1-254 Cl OCH,CONMe; Cl H  11.88 (s, LH), 7.92 (s,
1H), 7.69 (d, 1H),
7.58(d, 1H), 7.15 (s,
LH), 4.73 (s, 2H), 3.01
(s, 3H), 2.87 (s, 3H)

1-255 Cl O(C.Hz)j-Sg%’kb'!&)"iJ- Cl H

1-256 Cl SMe H H

1-257 Cl SOMe H H

1-258 Cl SO, Me H H

1-259 Cl SEt H H

1-260 Cl SOEt H H

1-261 Cl SO, Et H H

1-262 Cl S(CH,),OMe H H

1-263 Cl SO(CH,),0Me H H

1-264 Cl SO,(CH;),0Me H H

1-265 Cl SMe Me H

1-266 C1 SOMe Me H

1-267 Cl SO:Me Me H

1-268 Cl SEt Me H

1-269 Cl SOEt Me H

1-270 Cl SO,Et Me H

1271 Cl S(CH,);0Me Me H

1272 Cl SO(CH,),OMe Me H

1-273 Cl SO,(CH,),OMe Me H
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[0170]

%5 X Y Z VR
(‘H-NMR, DMSO-dg,
400 MHz)

1-274 Cl SMeé F H

1-275 Cl SOMe F H

1-276 Cl SO;Me F H

1277 Cl SEt F H

1-278 Cl SOEt F H

1-279 Cl SO,Et F H

1-280 Cl S(CH,),OMe F H

1-281 Cl SO(CH; ), 0OMe F H

1-282 1 S0O,(CH;);0OMe F H

1-283 Cl SMe 50,Me H [12.02 (s, 1H), 8.09 (d,
1H), 7.93 (s, 1H), 7.86
(d, 1H), 7.17 (s, 1H),
3.57 (s, 3H), 2.52 (s, 3H) |

1-284 Cl SOMe SO,Me H |8.22(d, 1H), 8.10 (d,
1H), 7.95 (s, 1H), 7.19
(s, TH), 3.54 (s, 3H),
2.50 (s, 3I)

1-285 Cl SO;Me SO;Me H

1-286 €l SO:Me SOzEt H

1-287 Cl SEt SO;Me H

1-288 Cl SOEt SO;Me H

1-289 Cl SO,Et SO;Me H

1-290 Cl S(CH»):OMe SO,Me H

1-291 Cl1 SO(CH,),OMe SO,Me H

1-292 Cl1 SO»(CH,),OMe SO;Me H

1-293 Cl SMe CF; H  |12.01 (bs, 1H), 7.92 (s,
1H), 7.89 (d, 1H), 7.86
(d, TH), 7.18 (s, 1H),
2.09 (s, 3H)

1-294 Cl SOMe CF; H [12.12 (bs, IH),
8.01-7.92 (m, 3H), 7.18
(s, 1H), 2.50 (s, 3H)

1-295 Cl SO;Me CF; H |12.20(bs, 1H),
8.16-8.11 (m, 2H), 7.96
(s, TH), 3.52 (s, 3H)

1-296 Cl SEt CF; H

1-297 Cl SOEt CF; H

1-298 Cl SO;Et CF; H

1-300 Cl SO(CH;);OMe CF; H

1-301 1 SO2(CH,),0Me CF; H

1-302 Cl SMe Br H

1-303 Cl SOMge By H

1-304 Cl SO;Me Br H
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[0171]

%% X Y Z VR
(‘H-NMR, DMSO-dg,
400 MHz)

1-305 Cl SEt Br H

1-306 Cl SOEt Br H

1-307 Cl SO, Et Br H

1-308 Cl SMe I H

1-309 Cl SOMe I H

1-310 Cl SO;Me I H

1-311 Cl SEt I H

1-312 Cl SOEt I H

1-313 Cl SO, Et I H

1-314 Cl SMe Cl H

1-315 Cl SOMe Cl H

1-316 Cl SO, Me a H

1-317 Cl SEt Cl H

1-318 Cl SOEt Cl H

1-319 Cl SO,Et Cl H

1-320 Cl S(CH,),0Me Cl H

1-321 Cl SO(CH;),0Me Cl H

1-322 Cl S0,(CH,),OMe Cl H

1-323 Cl F SMe H

1-324 Cl Cl SO;Me H

1-325 Cl COOMe SO;Me H

1-326 Cl CONMe, SO,Me H

1-327 Cl CONMe(OMe) SO;Me H

1-328 Cl CH,0OMe SO;Me H

1-329 Cl CH,OMe SO,Et H

1-330 Cl CH,OKEt S0,Me H

1-331 Cl CH,OFt SO.Et H

1-332 Cl CHOCH,CH;0Me | SO;Me H

1-333 Cl CH,OCH,CHF> SO,Me H

1-334 Cl CH,OCH,CF; SO,Me H | 12.05 (bs, 1H), 8.06 (d,
1H), 7.94-7.89 (m, 2H),
7.18 (s, 1H), 5.24 (s,
2H), 4.28 (g, 2H), 3.35
(s, 3H)

1-335 Cl CH,0CH,CF; SOLEt H

1-336 Cl CH,OCH,CF,CHF, | SO;Me H

1-337 Cl CH;OcPentyl SO:Me H

1-338 Cl CH:PO(OMe), SO,Me H

1-339 Cl 4,5&%—;\2-%&-3- SMe H

1-340 Cl 4,5&&;2-@%&-3- SO Me H
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[0172]
&5 X Y 7, VvV  hERE
("H-NMR, DMSO-dg,
400 MHz)
1341 Cl 4,5-:.54-}&,\2-%&-3:- SO;Et H
1-342 Cl 5-fAEFEK-45 =8| SOMe H
1,20 3
1-343 Cl 5-8EFHE45-8 | SOEt H
-1,2-Bgnd 30
1-344 Cl S-(FEATHR))45 | SO,Et H
Z8-1,2-HE-3- K
1-345 Cl S-(PEREFTE)S-F | SOsEt H
-4,5-=8-1,2-1%
w3 R
1-346 Cl CHzO-‘Elé‘#&"xﬁ-} S0;Me i
1-347 Cl CH,O0-@ & vk #h-3- | SOEt H
230
1-348 Cl cmocr;;gﬁw&: SO;Me H
1-349 Cl cnzocgzzgﬁm% SO,Et H
1-350 Cl CHzO‘CI%z-glﬁ%ﬁﬁ SO,Me H
1-351 Cl cuz()cl;z-giwhv@ SO, Et H
1-352 Cl OMe sSOsMe H
| 1-353 Cl OMe SO,Et H
1-354 Cl OFt SO;Me H
1-355 Cl OFEt SO,Et H
1-356 Cl OiPr S0, Me H
1-357 Cl OiPr SO;Et H
1-358 Cl OnPr SO;Me H
1-359 Cl O(CH;),F SO;Me H
1-360 Cl O(CH,),OMe S0;Me H
1-361 Cl O(CH;);OMe SO;Me H
1-362 Cl O(CH;),OMe SO,Et H
1-363 Cl O(CH,);OMe SO,Me H
1-364 Cl O(CH,);0Me SO, Et H
1-365 Cl O(CH,),OMe SO:Me H
1-366 Cl O(CH;):OMe SO, Et H
1-367 Cl OCH,-¢-Pr SO,Et H
1368 Cl1 [L4]| =& L3R Tk | SO;Me H
-2-F-FRE
1-369 Cl [L4] —RBAKTE | SO:Et H
2-R-FERA
1-370 Cl . OCHz(CO)NMg, SO;Me H
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[0173]
%5 X Y 7, V| SpR R
('"H-NMR, DMSO-dg,
400 MHz)
1-371 Cl OCH,(CO)NMe;, SO, Et H
1-372 Br OMe Br H
1-373 Br O(CH;);0OMe Br H
1-374 Br O(CH,),OMe S0;Me H
1-375 Br O(CH;);OMe SO, Et H
1-376 Br O(CH;);:0Me SO, Me H
1-377 Br O(CH,);0Me SO,Et H
1-378 Br O(CH2)40Me SOzMe H
1-379 Br O(CH;);OMe SO;Et H
1-380 Br [L4]| =8 2RO | SOMe H
2-AFHRE
1-381 Br [L4]| =R LK TR SO;Et H
2- R FEE
1-382 | O(CH;),OMe SO;Me H
1-383 I O(CH;),OMe SO, Et H
1-384 1 O(CH,):0Me SO;Me H
1-385 i O(CH,);0Me SO, Et H
1-386 1 O(CH;)sOMe SO, Me H
1 -387 | O(CH2)4OMe SOzEt H
1-388 I Al =& LHRTE | SO:Me H
2-RFREA
1-389 1 [L4| —E LR TH | SOEt H
2-AF Ak
1-390 OMe SMe CF; H
1-391 OMe SOMe CFs H
1-392 OMe SO:Ne CE; H
1-393 OMe SEt CF; H
1-394 OMe SOEt CF; H
1-395 OMe SO,Et CFs H
1-396 OMe S(CH;),OMe CF3 H
1-397 OMe SO(CH;);OMe CF; H
1-398 OMe SO>(CH3);0Me CFs H
1-399 |  OMe SMe CHF; H
1-400 OMe SOMe CHF; H
1-401 OMe SOxMe CHE; H
1-402 OMe SEt CHF; H
1-403 OMe SOEt CHF; H
1-404 OMe SO;Et CHF, H
1-405 OMe S(CH,),0Me CHF, H
1-406 OMe SO(CH;),OMe CHE> H
1-407 OMe SO{(CH,),OMe CHF, H
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[0174]
&5 X Y 7, VvV  hERIE
('"H-NMR, DMSO-dg,
400 MHz)
1-408 OMe SMe 1 H
1-409 OMe SOMe Cl H
1-410 OMe SO;Me Cl H
1-411 OMe SEt Cl H
1-412 OMe SOEt Cl H
1-413 OMe SO, Et Cl1 H
1-414 OMe S(CH,),0OMe Cl H
1-415 OMe SO(CH;);0Me Cl H
1-416 OMe SO;(CH,);OMe Cl H
1-417 OEt SMe CF; H
1-418 OFEt SOMe CF; H
1-419 OEt SO;Me CF; H
1-420 OEt SEt CF; H
1421 OEt SOEt CF; H
1-422 OEt SOEt CF; H
1-423 QFEt S( CHz)zONIe CF; H
1-424 OEt SO(CH;);OMe CF; H
1-425 OEt SO,(CH,),OMe CF; H
1-426 OKEt SMe CHF; H
1-427 OEt SOMe CHF, H
1-428 OEt SO;Me CHF; H
[ 1429 OFt SEt CHF, H
1-430 OEt SOEt CHF; H
1-431 OEt SO;Et CHF; H
1-432 OEt S(CH;),OMe CHF, H
1-433 OFt SO(CHz)ZOM(& CHF; H
1-434 OEt SO,(CH,);0Me CHF, H
1-435 OEt SMe Cl H
1-436 OFEt SOMe Ci H
1-437 OEt SO;Me Cl H
1-438 OEt SEt Cl H
1-439 OFEt SOFEt Cl H
1-440 OEt SO;Et Cl H
1-441 OEt S(CH;),0Me Cl H
1-442 OEt SO(CH;),0OMe Cl H
1-443 QOFEt SOZ(CHz)zQMB Cl H
1-444 | O(CH,)c-Pr SMe CFs H
1-445 | O(CHy)e-Pr SOMe CF; H
1-446 O(CHy)e-Pr SO:Me CF; H
1-447 | O(CHy)e-Pr SEt CF; H
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[0175]
&5 X Y 7. V| hBERE
('"H-NMR, DMSO-dg,
400 MHz)

1-448 O(CH;)c-Pr SOEt CF; H
1-449 | O(CH;)¢-Pr SO, Et CF; H
1-450 O(CH;)e-Pr S(CH;);0OMe CF; H
1451 | O(CHye-Pr | SO(CH,),OMe CF; H
1452 | O(CHye-Pr | SO3(CH,),0Me CF; H
1-453 O(CHy)e-Pr SMe Cl H
1-454 | O(CH;)c-Pr SOMe Cl H
1-455 | O(CHyec-Pr SO:Me Cl H
1-456 | O(CHye-Pr SEt ¢l H
1-457 | O(CHy)e-Pr SOEt Cl H
1-458 | O(CHy)e-Pr SO,Et Cl H
1-459 | O(CHy)e-Pr S(CH;),OMe Cl H
1-460 | O(CHy)c-Pr SO(CH;),0Me Cl H
1461 | O(CHy)e-Pr | SOy(CH,),0Me Cl H
1-462 | O(CH;)e-Pr SMe 80,Me H
1-463 | O(CHy)e-Pr SOMe S0O,Me H
1-464 | O(CHy)e-Pr SO,Me SO;Me H
1-465 | O(CH,)e-Pr SEt SO:;Me H
1-466 | O(CH;)e-Pr SOEt 50;:Me H
1467 | O(CHy)e-Pr SO,Et SO,Me H
1-468 | O(CHjz)e-Pr S(CH;);OMe 80;NMe H

[1469 | O(CH)e-Pr | SO(CH,),0Me SO,Me H
1470 | O(CH)c-Pr SO,(CH;);OMe SO;Me H
1-471 SO;Me F CF; H
1-472 SO;Me NH; CF; H
1-473 SO:Me NHE# Cl H
1-474 SMe SEt F H
1-475 SMe SMe F H
1-476 Me NH; Cl H
1-477 Me NHMe Cl H
1-478 Me NMe; Cl H
1-479 Me swi-1- 5 Ci H
1-480 Me NH; Br H
1-481 Me NHMe Br H
1-482 Me NMe; Br H
1-483 Me NH; SO;Me H
1-484 Me NHMe SO;Me H
1-485 Me NMe; SO Me H
1-486 Me NH(CH,);OMe SO:Me H
1-487 Me whik-4- K S0:Me H
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[0176]
%5 X Y 7, V| SpR R
('"H-NMR, DMSO-dg,
400 MHz)
1-488 Me 1,2,3-==.1- % SO;Me H
1-489 Me 1,2,3-Z w2 SO;Me H
1-490 Me et 12 SO;Me H
1-491 Me 1,24-=Zwk-1-% S0;Me H
1-492 Me NH; CF; H
1-493 Me NHMe CF; H
1-494 Me NMe; CF; H
1-495 Me NH(CH,);OMe CF; H
1-496 Me eyopk-4-F CF; H
1-497 Me 1,23- =7 1-% CF; H
1-498 Me 1,23- = w2 8% CF; H
1-499 Me ook 1K CF; H
1-500 Me 1,24-=#-1-% CF; H
1-501 1l NH, Cl H
1-502 Cl NHMe Cl H
1-503 Cl NMe; Cl H
1-504 Cl e 1- Cl H
1-505 Cl NH; Br H
1-506 Cl NHMe Br H
1-507 Cl NMe; Br H
1-508 Cl NH;, SO;Me H
| 1-509 Cl NHMe SO;Me H
1-510 Cl NMe; SO;Me H
1-511 Cl NH(CH;);OMe SO;Me H
1-512 Cl lysik-4- SO, Me H
1-513 Cl 1,23-=m-1-% SO;Me H
1-514 Cl 1,23-Z7.2. % SO,Me H
1-515 Cl1 e - SO;Me H
1-516 Cl 124-==-1-% SO,Me H
1-517 Cl NH, CF; H
1-518 Cl NHMe CF; H
1-519 Cl NMe, CF; H
1-520 Cl1 NH(CH,),OMe CF; H
1-521 Cl whhotk4- K CF; H
1-522 Cl 123-Zep 1-% CF; H
1-523 Cl 1,2,3-Zmb2- % CF; H
1-524 Cl1 el 1- CF; H
1-525 Cl1 1.24- = 1- % CF; H
1-526 Cl ERER 1 Cl H
1-527 Cl ERERE 2 Cl H
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[0177]
%5 X Y Z VBN
(‘H-NMR, DMSO-ds,
400 MHz)
1-528 Cl TRERE 3 Cl H
1-529 Cl TEREE 4 Cl H
1-530 Cl TRE: 5 Cl1 H
1-531 Cl PRI 3 OMe H
1-532 Cl TR 4 OMe H
1-533 1 ERERE 5 OMe H
1-534 Cl TR A 3 COOMe H
1-535 Cl LRERE 4 COOMe H
1-536 C1 TRER 5 COOMe H
1-537 OMe LRERE 3 OMe H
1-538 OMe TARLRE 4 OMe H
1-539 OMe ERERE 5 OMe H
1-540 Me FTREE 1 CF; H
1-541 Me SRR 2 CF; H
1-542 Me TR 1 SO, Me H
1-543 Me ERERE 2 SO;Me H
1-544 Me THREHE 1 Ql H
1-545 Me EREE 2 Cl H

[0178] 2 AR WA (D KL A, H AP RAGR F 2 HR AURE, MURC-Y, HV. X YAIZ
HATR1 g i E o

(6]
[0179]
[0180]
%5 X Y Z V| HEHEH-NMR,
DMSO-d6, 400 MHz)
2-173 Me SO, Me CF; H 11.82 (s, LH), 8.00 (d, 1H),

7.93 (d, 1H), 7.63 (s, 1H),
3.41 (s, 3H), 2.70 (s, 3H),
2.07 (s, 3H)

[0181] &3 AKX (D K &Y, KRR 23 AR RS AMUERC-Y, HV. X YAHIZ
HA R HEIE Lo

35



CN 104854104 B w Bg B 33/54 7

7 N O X
-~ I

0

[0182] |
H

V
[0183] R4 A K HHIEE (D B &9, HpRAER K IE HR ACRE, MURC-Y, HV. X YAIZ
HEFRITEHRE Lo

[0184]

[0185] &5 AR AIE (D ML G, HpRAGR T2 HR AURE, MUKRC-Y, HV. X YAIZ
HATR s th5E o

[0186]

[0187]

%% X Y Z V| hEHE

(‘H-NMR, DMSO-ds, 400
MHz)

5163 | Me SO;Me SO:Me H  [11.81 (s, 1H), 8.19 (d, LH),
7.97 (d, 1H), 7.34-7.25 (m,
5H), 6.66 (s, 1H), 4.02 (s,
2H), 3.58 (s, 3H), 3.54 (s,
3H), 2.66 (s, 3H)

5173 | Me S0,Me CF; H  11.79 (bs, 1H), 8.01 (d, TH),
7.97 (d, 1H), 7.34-7.25 (m,
5H), 6.64 (s, 1H), 4.02 (s,
2H), 3.39 (s, 3H), 2.71 (s,
3H)

[0188] 6 : AR AIEN (D KL G, HhRAGR =5 2 HR AURE, MURC-Y, HV. X,
YRIZEATRIrgs i 5E 3o

¢</\{J 0 X
2 ()*’j\\sN ’ . Y
[0189] }14
Z
v

36




CN 104854104 B

nw BB P 34/54 T

[0190]
P X Y Z V| hEHIE
(‘"H-NMR, DMSO-d; 400
MHz)
6-173 | Me SO:Me CF; H  |7.92(d, 1H), 7.85 (d, 1H),
7.26 (s, 1H), 3.26 (s, 3H), 2.87
(s, 3H),

[0191]  RT7T AR IEK (D MALE, K RARAHR ARF I, MURC-Y, HV. X YAIZ
HATR P gs i E o

Me

Y
[0192] ‘

Z
[0193]

%5 X Y Z LR &

(‘H-NMR, DMSO-d, 400 MHz)

713 | H SO;Me 11.89 (s, 1H), 8.11 (s, 1H), 7.99 (d,
1H), 7.88 (d, 1H), 7.61 (d, 1H) 3.33 (s,
3H), 2.07 (s, 3H)

7-334 | Cl CH,OCH,CF; | SO;Me 12.94 (s, 1H), 8.09 (d, 1H), 7.88 (d,
1H), 7.62 (s, LH), 5.24 (s, 2H), 4.28 (q,
2H), 3.36 (s, 3H), 2.08 (s, 3H)

[0194] K8 AR BN (D) A, HpRAERELR AR =H P & HARERC-Y, HV. X,
YRZEARIE HEE Lo
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[0196]

%5 X Y 7 VBB
("H-NMR, DMSO-d; 400
MHz)

8-13 Cl H S0,Me H  |12.52 (s, 1H), 8.75 (s, 1H),
8.13 (d, 1H), 8.01 (d, 1H),
7.95 (d, TH) 3.33 (s, 3H)

829 | CF; H S0;Me H  |12.65 (s, TH), 8.75 (s, 1H),
8.37-8.22 (m, 2H), 8.08 (d,
1H), 3.34 (s, 3H)

8-32 | NO; H NO; H  [12.75 (s, 1H), 8.89 (s, 1H),
8.81-8.65 (m, 2H), 8.13 (d,
1H),

8-37 | NO; H F H  [12.79 (s, 1H), 8.89 (s, 1H),
8.80-8.67 (m, 2H), 8.13 (d,
1H),

8-38 | NO, H Cl H  |12.51 (s, 1H), 8.71 (s, 1H),

[0197]
8.31(d, TH), 8.01 (dd, TH),
7.87 (d, 1H)

8-39 | NO, H Br H  [12.50 (s, 1H), 8.71 (s, LH),
8.41 (d, 1H), 8.14 (dd, 1H),
7.78 (d, 1H)

8-42 | NO, H SO,Me H  [12.67 (s, 1H), 8.74 (s, 1H),

8.66 (d, 1H), 8.44 (dd, 1H),
8.12(d, 1H), 3.42 (s, 3H)
8-44 | NO, H CF; H  [12.62 (s, 1H), 8.72 (s, 1H),
8.55 (s, 1H), 7.33  (d, 1H),
8.06 (d, 1H)

8-172 | Me SOMe CF; H [13.38 (s, LH), 8.73 (s, 1H),
7.87-7.82 (m, 2H), 3.06 (s,
3H), 2.83 (s, 3H)

8173 | Me SO;Me CF; H  |12.43 (s, 1H), 8.73 (s, LH),

8.03 (d, 1H), 7.98 (d, 1H),
3.42 (s, 3H), 2.72 (s, 3H)

8-249 F SOMe CF; H
8334 | Cl CH,OCH,CF; SO, Me H  [12.60 (s, 1H), 8.74 (s, 1H),
8.11 (d, 1H), 7.95 (d, 1H),
5.25 (s, 2H), 4.30 (g, 2H),
7 3.36 (s, 3H)
8343 | C1 |5-FATR-45=5  SOEt H  [12.60 (s, 1H), 8.73 (s, 1H),
-1,2-EEeb 3 K 8.11 (d, 1H), 8.07 (d, 1H),
5.19 (m, 1H), 3.66-3.54 (m,
1H), 3.25-3.49 (m, 5H), 3.17
(dd, 1H), 3.09-2.95 (m, 2H),
1.15(t, 3H)
8348 | C1 | CHOCH,-wW&rk | SO,Me 12.54 (s, 1H), 8.73 (s, 1H),
2-% 8.00 (d,1H), 7.89 (d, 1H), 5.08

(s, 2H), 3.97 (m, 1H), 3.70
(dd, 1H), 3.65-3.51 (m, 3H),
3.40 (s, 3H), 1.93-1.70 (m,
3H), 1.58-1.49 (m, 1H).

[0198] &9 AR WA (D KL A, H AP RAGR A R ACEREE: HAMURC-Y, BV X YAIZ
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HAERITAHE Lo

Ph
%\N Q X
J\ ' Y
[0199] 0o I‘lxl
H
- Z
Vv
[0200]
%% | X Y Z VvV |hEE
(*H-NMR, DMSO-dg, 400 MHz)
9-13 Cl H SO, Me H |8.87 (s, 1H), 8.11 (s, 1H), 8.04
(d, 1H), 8.00 (d, 1H), 7.87 (m,
[0201]
%5 X Y Z VvV (SRR

(‘H-NMR, DMSO-ds 400 MHz)
2H), 7.49 (m, 3H), 6.92 (s, 1H),
3.12 (s, 3H)

9-334 | Cl CH,OCH;CF; SO,Me | H [8.99 (s, 1H), 8.17 (d, 1H),
7.89-7.80 (m, 3H), 7.49 (m, 3H),
6.91 (s, 1H), 5.38 (s, 2H), 4.08
(q, 2H), 3.20 (5,3H)

[0202]  R10: AKX W (D MALEH, A AMLRN,

R
Vs
[0203] i O/k[]\j
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[0204]

%% | R R’ X Z |V |HhEEE
('"H-NMR, DMSO-d, 400
MHz)

10-1 H H Cl CF3 8.34 (d, 1H), 7.71 (d, 1H), 7.41
(s, 1H), 6.92 (s, 1H)

10-2 | H H Me CF: | H |8.22 (d, 1H), 7.94 (s, 1H), 7.86
(d, 1H), 7.18 (s, 1H, 2.65 (s,
3H))

10-3 | H H CH,;OMe CF; | H

104 | H H (1,1-=%f-1278-= CF; H

-1-5)-F A

10-5 | H H | CH,OCH,CH,OMe |CF; | H

10-6 | H H

10-7 | H Me Cl CF; | H

10-8 H Me Me CEF;, | H

10-9 | H | Me CH,OMe CF; | H

10-10] H | Me (L,1-=8-12-E=w» CF; | H

B-1-8)F A

10-11| H Me | CHOCH,;CH,OMe |CF; | H

10-12| H | Me

10-13| H Et Cl CF; | H

10-14| H Et Me CF; | H

10-15| H Ft CH;0OMe CF; | H

10-16 | H Et (1,1-=f-12-8 == CF; | H

F-1-K)-F R

10-17| H Et | CH,OCH,CH,OMe |CF; | H

10-18| H Et

10-19] H | CF;3 Cl CF; | H
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[0205]
%% | R R’ X Z |V |BhE&E
(‘"H-NMR, DMSO-d;, 400
MHz)
1020 H | CF; Me CF; | H
10-21| H | CF; CH,OMe CF; | H
10-22| H S AP 4= F; | H
0 CF; (1, 1%_?%)_ % ok | CF;3
10-23| H CF: | CH;OCH;CH;OMe |[CF; | H
10-24| H | CF;
10-25| H Ph Cl CF; | H (9.32 (bs, 1H), 8.43 (d, 1H),
7.88-7.69 (m, 3H), 7.51-7.47
(m, 3H), 6.90 (s, TH)
10-26| H Ph Me CF; | H
1027 H Ph CH,OMe CF; | H
10-28| H Ph |[(LI-=$-128== | CF; | H
-1-X)-FE
10-29| H Ph | CH;OCH,CH;OMe |CF; | H
10-30) H Ph
10-31| Me i Cl CF; | H
10-32| Me H Me CF; | H
10-33| Me H CH,OMe CF; | H
10-34| Me H (1, 1-—_§u 1,2-%—wk |CF; | H
1-%)-F &
10-35| Me H CHZOCHZCHZOMe CF; | H
10-36| Me H
10-37 | Et H Cl CF; | H
10-38 | Et H Me CF; | H
10-39 | Et H CH,OMe CF; | H
10-40 | Et H |(, 1-,.ﬁ 1,2-%8 == | CF; | H
&) kP 3
10-41| Et H CHzOCHzCHzOMe CF; | H
10-42| Et H
10-43| CF; | H Cl CF; | H
10-44| CF3; | H Me CF; | H
10-45| CF; | H CH,OMe CF; | H
10-46 | CF; H |, 1-_.4#;‘(. 12-.= | CF; | H
Bo-1-4)-F &
1047 CF: | H CHzOCHzCHzOMe CF; | H
1048 CF: | H
10-49| Ph H Cl CF; | H
10-50 | Ph H Me CF; | H
10-51 Ph H CHzONIe CF3 H
10-52| Ph H (J1-=f-128 == CF; | H
, B-1-%)-F A
10-53| Ph H | CHOCH,CH,OMe (CF; | H
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[0206]
%% | R R’ X Z |V hEHE
('"H-NMR, DMSO-dg, 400
MHz)
10-54| Ph H
10-55| Me | Me Cl CF; | H |8.48(d, 1H), 7.64 (d, 1H), 2.22
(s, 3H), 2.12 (s, 3H)
10-56| Me | Me Me CF; | H
10-57| Me | Me CH,;OMe CF; | H
10-58| Me | Me (1,1-=#-12-%=ek |CF; | H
| _ RLER)T R
10-59| Me | Me | CH,OCH,CH,OMe |CF; | H
10-60 | Me Me
10-61| Ph Ph Cl CF; | H
1062 Ph | Ph Me CF; | H
10-63| Ph | Ph CH,OMe CF: | H
10-64| Ph Ph (1,1-=F-128 =" (CF; | H
| R1-5)-FE
10-65| Ph | Ph | CH,OCH,CH,OMe |CF3; | H
10-66| Ph | Ph
[0207] K11 : AR (D KAE Y, HhRAR AR H 2 HAMLRC-Y, HV. X\ YHZE A
R1Pres H g Xo
Me
Me /
[0208] @)
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[0209]

%5 X Y Z V  |HhERE
(‘"H-NMR, DMSO-d,, 400 MHz)

11-13 | I H SO,Me | H |11.48 (s, 1H), 8.02-7.97 (m, 2H),
7.86 (d, LH), 3.07 (5, 3H), 2.24 (s,
3H), 2.11 (s, 3H)

11-29 [SO,M CF; | H [11.89(s, 1H), 8.30-8.14 (m, 2H),

e 7.92 (d, 1H), 3.50 (s, 3H), 2.20 (s,

3H), 2.02 (s, 3H)

11-173 | Ql SO,Me CF; | H [7.98(d, 1H), 7.90 (d, 1H), 3.37 (s,
3H), 2.70 (s, 3H), 2.22 (s, 3H),
2.01 (s, 3H)

11-334 | Cl | CH,OCH.CF; |SO:Me | H |8.11(d, 1H), 7.83 (d, 1H), 5.39 s,
2H), 4.02 (q. 2H), 3.20 (s, 3H),
2.24 (s, 3H), 2.13 (s, 3H)

11343 | C1 5-F EFH-45 | SOEt | H |8.11(d, 1H), 8.07 (d, 1H), 5.18 (m,

Z&-1,2- n?gwi 1H), 3.62-3.54 (m, 1H), 3.25-349
[0210]
%5 X Y Z Vo |[hEEE
('H-NMR, DMSO-d;, 400 MHz)
3E (m, 2H), 3.17 (dd, TH), 3.09-2.96
(m, 2H), 2.21 (s, 3H), 2.01 (s, 3H),
1.15 (t, 3H)

[0211]  B. #ll575L i 51

[0212] o) L Q0 N 7 VE3RA R ) R L0 H B Ay 1) 3K (D) A WA /B 3 90 31 &4 i AR
TS PERD RS AR & IRz IR A AR B L A

[0213]  b) JEIE 41 T J5 AR 5 4 BT KR AL ) < R 26 &y U =8 (D &4
/B ER 64T E AR IR T TR B 08 A 0L LOEE By (R Bz Tl PR N 1 B
A A T T AN 4 BT G Jeh ik 2 B AR R R R A, TR Z TR AW AE A - AL B L
TF B .

[0214]  ¢) Ik a0 T T3 iESRAT 5 43 BT K R I 43 B0 4 1) < 1 20 3 &4y 19 =X (D Ech/\fF%
/B £E 56 T S e Ry 3 2 T (®Triton X207) SEEMM R T =HKEEZ

BTk (SEO) AT 1L &4 i A 5 A7 v (bR N an 29255 C 2 i T-277°C) 1R A ,aﬂﬂm
WIAEER BE AL A AF 5 22 40 PEAG T 500K

[0215] ) AT LA R4 TR R 15 EE = A0 1 =X (D AL A A/ B £ 75 5 = 00 1O 1R A I
A0 E A0 FAE NI 2 A FE AL T Wy M 45

[0216]  e) dlId 41 R 7 V23R AF /K 43 PR R 711 -

[0217]  CKRLATWIRUR A

[0218] 75 &3t (1) ML AN/ B &

[0219]  10EE S A R BB |

[0220] 5 &4y HEEFETREREN

[0221] S3HEEMHE Z;ﬁﬁﬁﬁﬂ

[0222] 7THEEMHE
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[0223] K iZIR A WA B AL QS AL P A B O 7 U A R w3 e R 4 o R A VA4 1) 7K i A
W ARKAL o

[0224] ) 3 2T J5 v ERAF K 3 B RURL ) < 5 DA T Y B AE B BE AL e A ATk R
[0225] 258 &4l (1) AL AN/ s L

[0226] SEEH2,2 - ZEIHEH LE-6,6 " - TN

[0227] 26 &y Joh 9 2 FP 2L AR T R A

[0228] 1 HE &) L IAHEE

[0229] 17 & A BRES Al

[0230] S0FEE/K,

[0231] Bl J5 R iziR A VO AE D BE AL AR I B, £ 5 55 15 v Ja kB RSB 1 P49 &3 77 55k
IS

[0232]  C.AH¥pseitats

[0233] 1.5 A A H ARG I BR AR H

[0234] Y B I ZR BEAE M) A X - R B AR M A E MDA B P+ B T A VD BUE RO R
FRAE T, 3 R 5 IR AR AL A P BC 6 o rT i M 1) (WP) 3R] LA IR 46
) EC) M, LK PSR B FLIR I 2 X7E600 228001 /ha (& #: 5 1¥) 17K i A2 R L If
N IN0 . 2% R R 22 78 o5 IR R AR 2 5 B B TR = W I BAR R TR
MR YN 5 B AR ARG @i 5 R AR A R L, B P
T SRR T CREETE T 2 EE (%) 1100 % 3G ME=AE P01 . 0% 5 P = 5% IE
HEYIAERD o BbAb, Bl W1 7E320g/hallilE HZE T , L S5 1-163.1-171.1-172,1-283., 1~
284.1-294,1-295,1-334,10-001 F1 1 1 -343XJ By {4244 (Veronica persica) HAF 2 /D
80 % ¥ 1

[0235] 2. %A MM i fE IBR BLAE H

[0236] & B I % B AE ) R0 XL~ P Z B AR ) AL E VD REL D 1 B B T B VD BB R R
JRAYEZE, 35 E IR EIR =N R IFR AR KA R AR A BRI B = 5, p A K R
—M-3H (one-leaf stage) [FIKAE ) AT AL o SR JE 5 A R WAL A W C il R ml Y 10 741
(WP) B AT AL 4657 (EC) , PL/K BVF BT ) T 0 AE600 228001 /ha (e 50) 1 7K it F 22
T HEINO . 2 % (1) VS B AR 2R AR R IE R E N T R EE KA T
B 293 8 5, iak 5 R AL BRI 6 B L A, B IR A 0 v T PR ETEMEE b (%)
100 %35 P = A CLFE T 0 % 75 M = 550 BRUBEL D AEALD bk , 11 7E80g/ha i FHEZE T , 1k
SRS 1-163.1-171.1-172,1-173.1-254,1-283.1-284,1-293, 1-294 F/11 334 X} THi bk
(Abutilon theophrasti) Flx#: T (Amaranthus retroflexus) BG4 /080% [1175 M .
[0237] 3. xfLL a6

[0238]  {E R FRH ,BAK AL SWIRITEFSW0 2012/028579A1 H EL A &5 14 B AL Ak
A RAT BU B o IR BRI AE LI 235 Hh i S ) S5 A1 T o H v Al AT G TS BTV AT U
b FEANF R R BB & Pl A B0 TR — S8 o B E A Y G a5

[0239] A 465 KRR :

[0240] A FEHEY

[0241]  ABUTH Mi#k (Abutilon theophrasti)
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[0242]  ALOMY KIE LR (Alopecurus myosuroides)
[0243]  AMARE A% W6 (Amaranthus retroflexus)
[0244]  AVEFA e (Avena fatua)
[0245]  CYPES IKIHEL (Cyperus serotinus)
[0246]  ECHCG P (Echinochloa crus galli)
[0247] LOLMU M (Lolium multiflorum)
[0248]  MATIN WH 29 Matricaria inodora)
[0249]  PHBPU [ 224 (Pharbitis purpureum)
[0250] POLCO % 2£3 (Polygonum convolvulus)
[0251]  SETVI MR (Setaria viridis)
[0252]  STEME 2k (Stellaria media)
[0253]  VERPE B A 224N (Veronica persica)
[0254]  fEMHEA)
[0255]  BRSNW HWERISE Brassi ca napus) (JHZE)
[0256]  ORYZA IK#G (Oryza sativa) (F8)
[0257]  7ZEAMX K (Zea mays) (E4)
[0258]  TRZAS /N (Triticum aestivum) (/NEE)
[0259]  3a.FRAZL: H HET/EH
[0260]  KA: 77 E80/ha, fEVIHE VIR P 5
[0261]

bt ORYZA TRZAS BRSNW

/N O  CH,
&% ) , |
N N : SCH, 0% 0% 30%
e
A CF,
ALAHEY, HF 1171
60% 60% 80%

WO 2012/028579, %% 4-135

[0262]

RB: &80/ ha, (EVIHEII 173
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[0263]
wa ORYZA TRZAS BRSNW
[{u 0] CH,
o/\\ , SCH, 0% 0% 30%
N
g
CF,
AL ANLASY, 8T 1-171
90% 30% 90%
WO 2012/028579, %% 5-146
[0264] K C: 7IE320/ha, W AH FERYIIF 6 ELIE
[0265]
a4 ECHCG | ABUTH | AMARE @ MATIN
~N O CH
AT o |
- . _ _-SO,CH, 70% 100% 90% 100%
oo
H
SO,CH,
AL RS, %5 1-163
0% 0% 40% 40%
WO 2012/028579, %5 1-188

[0266]

46
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[0267]

febdh (it HEHY
BRSNW ALOMY

SO,CH, 10% 30%

SO,CH,

AZHGASY, %5 1-163

S50.CH 90% 0%

SO,CH,
WO 2012/028579, %5 6-189

[0268]  KE:51IE 320/ ha, XA I R L5 TERME VYR B 5
[0269]

oot oA AEMS
ORYZA TRZAS LOLMU POLCO

~50,CH, 0% 0% 100% T0%

SOZCH3
AERAGIASD, %T 1-163

80% 30% 70% 0%

WO 2012/028579, %45 6-189

[0270]  RF:FK&320/ha, b A EALYI M ELE M
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[0271]

A LOLMU POLCO

</\N O Cl
5 /\LN /u\‘som3 100% 70%
O
SO,CH,

ARXRHLEW, T 1-284

_SOCH, 20% 20%

SO,CH,
WO 2012/028579, %% 4-293

[0272]  ZRG: 7E=320/ha, TEMIHEIH HE
[0273]

a4 ORYZA ZEAMX BRSNW

Cl
Q /LKEISOCH 30% 0% 20%

AEAKLY, BT 1-294

90% 40% 90%

WO 2012/028579, %5 4-639
[0274]  ZEH: K E80/ha, A ERYIHI G BLE
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[0275]
e ECGCG MATIN
70% 90%
0% 60%
WO 2012/028579, %5 8-9
[0276]  FTI: A[FEFIET , XORYZAIK] 1
[0277]
et 80 g/ha 20 g/ha
0% 0%
90% 50%
WO 2012/028579, %5 8-10
[0278]  FJ: AFEFIET , XFAVEFAR] R B35 14

49



CN 104854104 B w B P 47/54 T
[0279]
] 320 g/ha 80 g/ha
H,C
/ {\1 o) cl N—C
e o)\ » - 100% 80%
'T CN
H N
SO,Et
AL R, %F 11-343
//\{\\l 0 cl N—C
NSOW
\;\IAN / :CN 0% 0’0).[5
He b |
SO,Et
WO 2012/028579, %5 1-267
[0280]  KK: A F&E T , XFAVEFAR R B35 4
[0281]
by 80 g/ha 20 g/ha
H.C
0
; / N Q Cl N
H:aC"zO\J\N \ 80% 80%
I CN
H N
SO,Et
AL PHEY, BT 11-343
;/N"'N O Cl N0
NN
N : SN 0% 0%
H3C H
SO, Et
WO 2012/028579, %5 4-268
[0282] RL: AFFNET , ST AVEFAFR R BE P
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[0283]
ot 80 g/ha 20 g/ha
H,C
am o cl N—C,
e ' \ 80% 80%
‘T‘ CN
H g
SO,Et
AL REGeY, %5 11-343
Nwn )
h N ' N 0% 0%
Ph H
~S0,Et
WO 2012/028579, %% 6-268
[0284]  3b.EMEX: B E1EH
[0285]  M: 7E80/ha, MHAEYI LI HiE
[0286]
1 ORYZA TRZAS BRSNW
[0287]
0% 0% 0%
100% 100% 100%
WO 2012/028579, %% 4-135

[0288]

RN :FTIE80/ha , RV 45155

o1
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[0289]

] ORYZA TRZAS BRSNW

<7\N O CH,
O'Jl\‘N SCH, 0% 0% 0%
A
i CF3

AZPHAY, % 1-171

80% 60% 100%

WO 2012/028579, %5 5-146

[0290]  3R0: #&E20/ha, XHEVIHE I HE
[0291]

-4 ORYZA TRZAS BRSNW

</\{\j O  CH,

o)\N _SO,CH, 0% 20% 40%
|
H

SO,CH,
AL AN LASY, %F 1-163

[0292]

_-SO,CH, 20% 40% 100%

S0O,CH,
WO 2012/028579, %% 1-188

[0293]  ZP: 7| E80/ha, A ERLYIHI G BLE
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[0294]
o ALOMY AVEFA LOMU SETVI
socH, | 60% 40% 20% 100%
~S0,CH,
ALA A, T 1-163
0% 0% 0% 20%
WO 2012/028579, %5 6-189
[0295]  52Q:7E80/ha, X H FEHE MM BR B3 PEANEYIHE R £ 35
[0296]
] Ve HEHY
ORYZA CYPES LOLMU
/ N O Cl
\ ‘l N » (0. LA V)
07y SOCH, 20% 60% 70%
} |
SO,CH,
AL R, ST 1-284
SOCH, 40% 40% 40%
“S0,CH,
WO 2012/028579, %5 4-293

[0297]

KR I E20/ha, A H FHE IR B G0 %
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[0298]
s LOLMU SETVI
<\/\\ )‘\‘: 60% 90%
SOCH,
SO CH
ALK Y, %5 1-284
SO,CH,
WO 2012/028579, %5 5-294
[0299]  KS:5E20/ha, XA EEYIETEE EE HEAVEVRE Y $h5E
[0300]
A% Yedhradh HEHYD
ORYZA | TRZAS | ZEAMX PHBPU
</'\N 0 Cl
\ /\\\N JK‘SOCH?, 0% 0% 0% 70%
" C
CF,
AE A, %5 1-294
60% 100% 80% 40%
WO 2012/028579, %45 4-639

[0301] ZRT:

FIES/ha, AT FEAE MR BR I T
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[0302]
et STEME VERPE
40% 90%
10% 60%
WO 2012/028579, %% 89
[0303]  ZRU:I=80g/ha, EVIHEMIN) 5 E
[0304]
ot ORYZA ZEAMX
0% 0%
90% 90%
WO 2012/028579, %% 8-10
[0305]  RV:AFEFET , X BRSNWHK] 413
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[0306]
e 80 g/ha 20 g/ha
H.C
/ i\l o cl N0,
HG 0)\ \ 0% 0%
! "I' CN
H
SO,Et
AR ALY, %5 11-343
/;7\{\' o i N’O
N
\;4 N Vi 90% 90%
He |
SO,Et
WO 2012/028579, %5 1-267
[0307]  RW: AFFIET , X BRSNW H1 5
[0308]
bty 20 g/ha 5 g/ha
H,C
J {\n o) cl N—C
HC o)\ . 0% 0%
T CN
H
SO,Et
AL PSS, %F 11-343
AN o o N-C
L | |
N 'hf' N 100% 80%
H.C H
SO,Et
WO 2012/028579, %% 4-268
[0309]  F|X: ANFIFIET , X BRONWH i
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[0310]
] 80 g/ha 20 g/ha
H,G
/ \N a o NC
M ’OJ\N 0% 0%
I CN
H -
SO,Et
FE RS, ST 11-343
N » —0
M=N o o
N o 60% 20%
Ph H
SO,Et
WO 2012/028579, %5 6-268
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