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The present invention relates to compounds of formula (I):
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Wherein Al ;A2 A3 A%, G, L, YL, Y2, Y3, Y4 R!,R? R3 and R* are as defined in claim 1; or
a salt orN -oxide thereof.

Furthermore, the present invention relates to intermediates for preparing compounds of formula (I), to
compositions comprising them and to methods of using them to combat and control insect, acarine, nematode

and mollusc pests.
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The present invention relates to compounds of formula
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Wherein A', A%, A°, A*, G, L, Y', Y?, Y°, Y, R', R* R’
and R* are as defined in claim 1; or a salt or N-oxide thereof.
Furthermore, the present invention relates to
intermediates for preparing compounds of formula (I), to
compositions comprising them and to methods of using them

to combat and control insect, acarine, nematode and mollusc

pests.
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A& #% -S-S- + -$-SO- + -SO-SO- + -S0-SO;3- + -8S0,-S0,- -
-O-N(-R%)- + -0-S- + -0-SO- + -0-8S0,- » -N(-R’)-N(-R?)- -
-N(-R’)-S-+ -N(-R?)-S(0)-+ % -N(-R’)-SO,-+ & 4 & > S-S- -
-O-N(-R%)- ~ -0-S0- - -N(-R’)-N(-R%)- -+ -N(-R%)-S
-N(-R*)-S(0)- % -N(-R°)-S0, -

e B -Y’-Y’-Y'- T i B -C(R")(R?)-N(-R?)-N(-R%)- -~
-C(R7)(R®*)-N(-R*)-0O- . -C(R")(R®)-N(-R%)-S-
-C(R7)(R*)-N(-R?)-S0- . -C(R)(R?)-N(-R?)-S0,-
-C(R)(R*)-0-N(-R?)-~ -C(R")(R})-0-S-+ -C(R")(R?)-0-SO- -
-C(R")(R?*)-0-S0,-~ -C(R7)(R?)-S-N(-R%)-~ -C(R")(R?*)-S-0O- -
-C(R")(R?*)-S-5- + -C(R")(R?)-8-SO- + -C(R")(R?*)-S-S0,- ~

-C(R")(R?*)-SO-N(-R?)- . -C(R")(R?)-S0O-0-
-C(R")(R?)-SO-S- . -C(R)(R?)-S0O-SO-
-C(R")(R?*)-S0-S0,- . -C(R")(R¥)-S0,-N(-R?)-
-C(R7)(R?*)-S0,-0- . -C(R")(R?)-80,-S-
-C(R7)(R?*)-S0,-SO- . -C(R")(R?®)-S0,-S0,-
-C(=0)-N(-R”)-N(-R”)- . -C(=0)-N(-R’)-0O-
-C(=0)-N(-R%)-S- . -C(=0)-N(-R%)-SO-
-C(=0)-N(-R’)-S0,- - -C(=0)-0-N(-R*%)- - -‘C(=O)-—O-S- .
-C(=0)-0-S0- - -C(=0)-0-S0,- -~ -C(=0)-S-N(-R?%)-

-C(=0)-8-0-~ -C(=0)-S-S-~ -C(=0)-S-SO-+ -C(=0)-S-S0,- ~
-N(-R’)-N(-R”)-C(R")(R®) -+ -N(-R’)-N(-R’)-C(=0)
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-N(-R’?)-N(-R%)-S- . -N(-R?)-N(-R%)-SO-
-N(-R®)-N(-R%)-S0,- . -N(-R%)-0-C(R")(R®)
-N(-R%)-0-C(=0)- + -N(-R°)-O-N(-R’)- - -N(-R’)-0-S- -
_N(-R%)-0-SO- -+ -N(-R%)-0-S0O,- - -N(-R%)-S-C(R")(R®) -
-N(-R?)-8$-C(=0)- - -N(-R%)-S-N(-R’)- + -N(-R%)-8-0- -
_N(-R%)-§-S- -+ -N(-R%)-$-SO- - -N(-R%)-S-S0,-
-N(-R%)-SO-C(R")(R®) . -N(-R%)-SO-N(-R%)-

_N(-R%)-SO-0- + -N(-R’)-S0-S- + -N(-R?)-S0,-C(R")(R®) -
@ _N(-R%)-SO,-N(-R%)- + -N(-R%)-S0,-0- + -N(-R®)-80,-S- -
~O-N(-R®)-C(R")(R®)- » -O-N(-R’)-C(=0)- + -O-N(-R%)-S- »

-0-N(-R?)-SO- -+ -0-N(-R%)-S0,- - -N(-R%)-O-N(-R’)- -
-N(-R°)-0-S- + -N(-R%)-0-SO- - -N(-R’)-0-S0,-
-N(-R’)-S-C(R7)(R®)- . -N(-R”)-8-C(=0)-
_N(-R%)-S-N(-R%)- + -N(-R’°)-$-O- - -N(-R%)-S-S-

-N(-R%)-S-SO- + -N(-R%)-S-8S0,- + -N(-R%)-SO-C(R7)(R®)- -

-N(-R’)-SO-N(-R’)- -+ -N(-R%)-SO-O- - -N(-R%)-SO-S- -
@ N(R%)-50,-C(R")(R)- . -N(-R”)-80,-N(-R’)-

-N(-R%)-S0,-0- + -N(-R%)-80,-S- + -S-N(-R”)-C(R")(R")- -

_S-N(-R*)-C(=0)- - -S-N(-R%)-N(-R%’)- - -S-N(-R’)-0- -
-S-N(-R®)-S- -+ -S8-N(-R%)-SO- - -S-N(-R%)-S0,-
-S-0-C(R")(R®)- + -8-0-C(=0)- -~ -S-O-N(-R’)-

.S-S-C(R7)(R¥)-+ -8-S-C(=0)-~ -S-S-S-+ -S-SO-C(R")(R®)- ~
.S-S0-C(=0)- -~ -8-S0,-C(R")(R*)- -+ -5-80,-C(=0)-
-SO-N(-R%)-C(R")(R?)- . -SO-N(-R?)-C(=0)-
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-SO-N(-R’)-N(-R®)- -+ -SO-N(-R%)-0- - -SO-N(-R%)-S-
-SO-N(-R’)-SO- -+ -S0-0-C(R")(R®)- -+ -S0-0-C(=0)-
-SO-S-C(R)(R®)- ~+ -S8S0-S-C(=0)- - -SO-S-N(-R?)-
-S0,-N(-R*)-C(R")(R?)- . -S0,-N(-R*)-C(=0)-
-S0,-N(-R%)-N(-R®)- + -S0O,-N(-R?)-0- + -S0O,-N(-R%)-S- -
-S0,-N(-R%)-80;- + -S0,-0-C(R")(R?*)-& -S0,-0-C(=0)- -
W o & > m B -Y-YY- A & g

-C(R)(R®)-N(-R’)-N(-R’)- - -C(R")(R*)-N(-R”)-O-
-C(R")(R?*)-N(-R?)-S- . -C(R")(R*)-N(-R?*)-S0,-
-C(R(R¥)-0-N(-R?)- . -C(R")(R?*)-0-S0-
-C(R7)(R?*)-0-80,-~ -C(R7)(R®)-S-N(-R’)-~ -C(R7)(R?®)-S-S- -
-C(R")(R*)-S0-0- . -C(R")(R?)-S0,-N(-R°)-
-C(R")(R¥)-S0,-0- . -C(=0)-N(-R*)-N(-R?)-

-C(=0)-N(-R°)-O- + -C(=0)-N(-R®)-8- + -C(=0)-0-N(-R’)- -

-C(=0)-8-N(-R”)- . -N(-R”)-N(-R”)-C(R")(R®)-
-N(-R%)-N(-R°)-C(=0)- . -N(-R%)-0-C(R")(R?)-
-N(-R*)-0-C(=0)- . " -N(-R%)-S-C(R7)(R?)-
-N(-R’)-SO-N(-R?)- . -N(-R*)-S0,-C(R7)(R®)-
-N(-R”)-S0,-N(-R°)- . -N(-R’)-S0,-0-

-0-N(-R’)-C(R")(R®)- » -0-N(-R%)-C(=0)- + -O-N(-R%)-SO- -

-0-N(-R%)-S0;- . -N(-R”)-S-C(R")(R®)-
-N(-R”)-SO-C(R7)(R?)- . -N(-R”)-SO-N(-R’)-
-N(-R*)-S0-0- . -N(-R%)-S0,-C(R7)(R?)-

-N(-R’?)-S0,-N(-R?)- . -N(-R*)-S0,-0-

12



1487486

-S-N(-R?)-C(R")(R?) + -S-N(-R?)-C(=0)- + -$-S-C(R")(R?)- -
-SO-N(-R?)-N(-R?)- . -SO-0-C(R")(RY)-
-80;-N(-R”)-C(R")(R®)- . -S0,-N(-R”)-N(-R”)-
-S0,-N(-R%)-0- & -S0,-O-C(R)(R®)- - & # # - @ [

Y2 Y3-Y*- A & B -O-N(-R%)-C(=0)- ~ -S-S-C(R7)(R®)- -
-S-SO-C(R7)(R®)- . -0-N(-R*)-(R")(R®)-
-N(-R%)-N(-R?)-C(=0)- +  -80,-N(-R°)-C(R")(R®)-
-C(R")(R®)-N(-R*)-0- - -C(R")(R?)-N(-R”)-O-

@® _C(-0)-N(-R%)-0- - -C(=0)-N(R®)-O- -+ -0-S0--O-

-C(R")(R¥)-N(-R’?)-S0O; » -N(-R*)-S0,-0- + -SO-0-C(R")(R®)-
& -N(-R®°)-SO0-O-+ X £ 4 % » % & B -O-N(-R”)-C(=0)- -
-S-S-C(R7)(R®)- ~ -S0,-N(-R”)-C(R")(R®)-
-C(R")(R¥)-N(-R®)-0-+ -C(=0)-N(-R?)-0-+ -S0-0-C(R")(R?)-
& -C(=0)-N(-R”)-0- + X & # # > -O-N(-R”)-C(=0)- &
-SO-0-C(R")(R?)- -
-BABEH T Y & Y' A CRR° K C=0- R # &
® » x 5 - & B YAYY- B £ # & &

-C(R")(R®)-N(-R’)-N(-R®)- -+ -C(R")(R®)-N(-R’)-O-
-C(R")(R*)-N(-R%)-S-  +  -C(R")(R®)-N(-R’)-80,-
-C(R")(R®)-0-N(-R?)- . -C(R")(R¥)-0-S0O-

-C(R")(R¥)-0-80,-+ -C(R")(R*)-S-N(-R?)-~ -C(R")(R?)-S-S- -
-C(R")(R?*)-S0-0- . -C(R")(R?*)-S0O,-N(-R’)-
-C(R")(R?*)-S80,-0- . -C(=0)-N(-R’)-N(-R?)-
-C(=0)-N(-R%)-0- ~ -C(=0)-N(-R?)-S- » -C(=0)-0-N(-R?)- ~
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-C(=0)-S-N(-R?)- . -N(-R*)-N(-R*)-C(R")(R®)-
-N(-R’)-N(-R’)-C(=0)-  ~  -N(-R’)-0-C(R")(R%)-
-N(-R%)-0-C(=0)- \ -N(-R’)-S-C(R7)(R®)-
-N(-R”)-S0,-C(R7)(R®)- . -O-N(-R%)-C(R")(R®)-
-0-N(-R%)-C(=0)- \ -N(-R’)-S-C(R")(R®)-
-N(-R%)-SO-C(R")(R%)- - -N(-R”)-S0,-C(R7)(R®)-

-S-N(-R%)-C(R")(R®) + -S-N(-R’%)-C(=0) ~ -S-S-C(R7)(R®)- -
-SO-0-C(R")(R?)- . -S0,-N(-R?)-C(R7)(R?)- . A
-S0,-0-C(R)H(R%)- = & 4 &% » @ B -Y>-Y’-Y*- 5 £E & ®
-$-S-C(R")(R®)- + -O-N(-R%)-C(=0)- + -C(=0)-N(-R*)-0O- -
-C(R(R¥-N(-R*)-0O- . -C(R(R?)-S-S-
-0O-N(-R*)-C(R")(R?)- . -N(-R®)-0-C(R")(R®)-
-S0-0-C(R")(R*)- & -C(R")(R®*)-N(-R*)-0- - & # &% » @ [
“Y2Yi-vi- s 2 g -S-S-C(R)(R®)- - -O-N(-R?)-C(=0)- -
-C(=0)-N(-R%)-0- . -S0-0-C(R7)(R?Y)- )3
-C(RH(R®)-N(-R°)-0- « & # # - @ B -Y-Y'-Y' &
-0-N(-R%)-C(=0)-#% -SO-O-C(R")(R?)- - o
E-BEBEEHF Y HY B C=0-RBRELETH -
i B -Y-Y’-Y'- B & # & B -C(=0)-N(-R’)-N(-R’)- -
-C(=0)-N(-R%)-0- + -C(=0)-N(-R%)-S- ~ -C(=0)-O-N(-R?)- -
-C(=0)-8-N(-R%)- . -N(-R”)-N(-R”)-C(=0)-
-N(-R?)-0-C(=0)- » -O-N(-R”)-C(=0)- & -S-N(-R”)-C(=0) -
4% > @ B -Y-Y-Y'- 5 & & -O-N(-R)-C(=0)- &
-C(=0)-N(-R’)-0- -
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E-BEBTH T Y XY 'S CRR-RBEABKH
i B -Y2-Y Y- B & 12 & B -C(R)(R®)-N(-R?)-N(-R’)- -
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Na J\,( A/ As\“J\[(N\L%; p

(Va) G’ ' (Vi) G’

® 8)p —#HEELE AL AH(ETF G BE)THE & %
rF A B A AR IARTZIAWVIDFRHEH(EF G 5

5 B X® % CH=C(R>»R* % CH,C(OH)(R)R*(# + R® & R*

i AMIeSHmER) REHBEMM» WO09080250 + £
NX(VIDIL & #H (£ + G' B & A X8 CH=C(R)R* %
CH,C(OH)(RHIRHT # & A X (Va)it o #H (X ¥ G' B A )X &
#HEaX(VIDEA (LY G'BHBAR X% CH,-d %) £ A
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$8 40 > WO09080250 F £ il F 3% o

1)K (VIDie &4 (2 + G' B A & X% CHy-8 % > 4
R R A)TEHEAE A (V)T A@AL T G' A A)HE & 1t &
(] 4o R &;L)ﬁ’-‘/e‘*"'l({iljizncﬁx)q’ﬁ"é 0°C 2 50°C -~ &4
ABRBLEEZEZIOCCZEERE -

IDKX AL S B B roibbHh F THhd ALHEL
AL B Fiirmd 8 #H LWBEFEIHFTHTAEATZ
Tl PR -

XDz tsb W TRARERAZEH HA T L %6 o 8 32
B (Lepidoptera) ~ # % B (Diptera) ~ ¥ % B (Hemiptera) - £
3 B (Thysanoptera) -~ & 3 B (Orthoptera) - ¥ # B8
(Dictyoptera) ~ % ¥ B (Coleoptera) ~ % B (Siphonaptera) -
B2 38 8 (Hymenoptera)fo % 3 B (Isoptera)dy B $ X & H 1 &
BAEFTHAETAEAY Bl WHE KLEPERBRHYAEETAL
o B WBE - LEPERBRHEDLETXVTEBAAETLED -
DETHEBERARALRALSA W HERPERN GO AT T AL YD L
BEREE(BHWBAERY  PHREEDHRAH AL
E) - BENHEMWEF - R HREPRPZERMB KRR &R
Ao AMIWEMZHBEETHZATAN ) ZFEHANLEH
MBERANGEY S ERBEEH AT LAY ) RAFAR
BE EAED (Bl BB) -

AKBHAGIELS D TRANG 0B - BLEHEAY o]

HE R BMESAXRTSLEY > whME o AR KEAN
mEEEERBME -
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THM2 b EHOETELADHEBEITH E4F ¢
$F (Myzus persicae)(#f &) - # #f (Aphis gossypii)(&fF &)~ &
$F (Aphis fabae)(#f &) 5§ % B (Lygus spp. ) (B %) &« #% B
(Dysdercus spp.)(& # ) ~ # & & (Nilaparvata lugens)(#& &
(planthopper)) ~ 2 £ # & (Nephotettixc incticeps)( ¥ &
(leafhopper)) ~ % # B (Nezara spp.)(# % (stinkbugs)) ~ & %
)& (Euschistus spp.)(#% %) ~ 4 # /B (Leptocorisa spp.)(#%
%)~ % ¥ it & % (Frankliniella occidentalis) (& B )~ & & B

® (Thrips spp)( & &% ) ~ & 4 % ¥ & (Leptinotarsa
decemlineata)( ## B f % & 4 % ¥ & (Colorado potato
beetle)) ~ # % £ (Anthonomus grandis) ( # 4 &
(bollworm)) ~ 7 % & /B (Aonidiella spp ) (- % &)~ # & B
(trialeurodes spp.)( @ # & (white flies)) - # E ¥ & (Bemisia
tabaci)( & # &) - & M £ K # (Ostrinia nubilalis)(&& M % K
) -~ M &K 8 & # (Spodoptera littoralis)(# ¥ & (cotton
leafworm)) ~ # ¥ % & (Heliothis virescens)(J& & #% (tobacco
o budworm))~ ® ¥ #& & (Helicoverpa armigera)(# & &)~ £
4% 4 & (Helicoverpa zea)(# 4 & ) - #% # ¥ 2 (Sylepta
derogata)(#% # ¥ & ) - K ¥ # ¥ (Pieris brassicae)( & # #) »
Jn ¥ 3% (Plutella xylostella)( % 4 £ (diamond back moth))~ 3
% & B (Agrotis spp.')( 1 R & ) v = 1 £ & (Chilo
suppressalis)(#5 4% & & ) ~ A& 22 (Locusta migratoria)(2f & ) »
R M ¥ & (Chortiocetes terminifera)( 2 & ) ~ #% ¥ ¢ B
(Diabrotica spp.)(#& &)~ # £ £ /\ %% (Panonychus ulmi)(&
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o4z 5% )~ M AE 2 A 2 (Panonychus citri)(# & £ &%) — 2 ¥
3% (Tetranychus wurticae)( = % # &% (two-spotted spider
mite)) ~ 4 ¥ %% (Tetranychus cinnabarinus)( 4 #e £ (carmine
spider mite)) - # 4 45 2% (Phyllocoptruta oleivora)(# 45 48 &
& (citrus rust mite)) ~ ] % & #f & ¥ (polyphagotarsonemus
latus)( %= %% ) ~ 4 % %% B (Brevipalpus spp.)( F #% (flat
mites)) -~ 4 A% & (Boophilus microplus)( &4 &% ) ~ 3 2 &
(Dermacentor variabilis)(% # %) % ) -~ # % (Ctenocephalides
felis)( % % ) -~ = % % B (Liriomyza spp.)( & # &
(leafminer))~ K #B (Musca domestica)( K % )~ 3% & 3 3 (Aedes
aegypti)(3X £ ) ~ /& #® B (Anopheles Spp.)(3 &) £ R B
(Culex Spp.)( 3 £ ) ~ % 3 % % B (Lucillia spp.)( B 8
(blowflies)) ~ 4& B % ¥ (Blattella germanica)(3& 38 ) ~ £ M &
#8 (Periplaneta americana)( % ¥ ) ~ R F & 3 (Blatta
orientalis)( # #f ) -~ R & # # (Mastotermitidae)( #] %o
Mastotermes spp.): # & % #F (Kalotermitidae) (5] 40 37 & %% B
(Neotermes spp.)) > £ & % # (Rhinotermitidae)(#] & £ & %%
(Coptotermes formosanus) -~ & M # & # (Reticulitermes
flavipes): R. speratu~ R. virginicus~ & ¥ B & # (R. hesperus)
Fo 2 45 ¥ & %% (R. santonensis))fv & 3% # (Termitidae) (] 4o
% 3 £ & %% (Globitermes sulphureus))x & %% -~ # % X %
(Solenopsis geminata)( K %% ) ~ /s # ¥ #¥ (Monomorium
pharaonis)(# % % ) - £ & B (Damalinia spp.)#v & %8 2 B
(Linognathus spp.)(# & (biting lice)fv & 2 (sucking lice))
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B B % £ (Meloidogyne spp )(#&k /B % & ) ~ & & & &
(Globodera spp.)#v & % 4 & (Heterodera spp.) (£ & &) -
® B % & B (Pratylenchus spp.)( B A % & (lesion
nemafodes)) - Rhodopholus spp(F E F A & &) £ F 4 &
/& (Tylenchulus spp.)(# # & & ) >~ % 8 § & (Haemonchus
Contorlus)( ¥ % 4 % & (barber pole worm)) - # K @ &
(Caenorhabditis elegans) (& /s % & (vinegar eelworm)) ~ &
% & A& (trichostrongylus spp.)(74 1t & & & )Fo J2 It K 93 %
. (Deroceras reticulatum) (% # ) °

At AHFARBELT HHERR/ZEHNGYE T LD
(Bl B F M AEEAYD)O T A HOEBRETARLEY
Aok RESAE AN  AELMMERRE § 2
R A EAMARGEY - HH R ABRARBT —HHR
BRI EH & B BRELESABRRAREKBEGDSF X Hob
HRAE - RBYE RLSBAAXBOGEMAEHES ()L
tmxesAN)csb e ERERETELEY - FF 4
@ it merEMAES L AT AL AEAAY - R

Mits B HEANHRE - BHBERELEHE -
W KX FEROHEHH"HEBECREETF Y ¥ % EB X

#t e

HETHALOKENDEAREBR IR E 2 &
Mo BE B KK ¥ B (B 4 ALS- - GS- -~ EPSPS- -+ PPO-
7o HPPD-¥p #l B )E A Al X M itk dh - A B o FT R I XM
ok ok ok B (f] &0 F A ok ¥ 48 (imazamox)) & 4 & % M &9 4
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M 2 4] F % Clearfield®E B & % (Canola). X £ B = £ & M
H o E & 2 48 2RO EH B F EFE LY E
RoundupReady® & LibertyLink® 3 % Lt T 4% &4 1 A # £
(glyphosate)- & #i Bl #& ¥ (glufosinate)z £ % & #& -
BRTmAeh bzt iBgrsed s Ta4
A 2 0 4 Bt E K (3& 4L & M E K 22 (European
corn borer)) ~ Bt #% f& (& #L # 4 £ £ & (cotton boll weevil))
WA Bt By E (WA B % F & (Colorado beetle)) - Bt ®
K@l FA NK®z Bi-176 2 k(L Erg2 724 @
(Syngenta Seeds)) - & — R ZHEAHA T HAREZB H % B R X
- XS EFF AN ARG AEBED B F B
KnockOut®(E # )~ Yield Card®(% )+ NuCOTIN33B® (4%
jt) ~ Bollgard®(# 4t ) » NewLeaf®( % £ # ) - NatureGard®
#o Protexcta® o
Mt MOETHE TR Y B SR LIRS
R B(stacked)” R A ALR) - B FT(H&)EF %
REAFN Cry3 B o #o B o5 at &5 X (glyphosate)z ¢~ @
7 oo |
‘Y R TRALOE AR EAIARTEY L &K
MR Y 0 X ESHAE Y A S MK (output traits)(45)
B RZEARBEENE -2 H542E R M%)
HBETHEBREE - RWE - - RELEBH IR BEHG Y
Bzt REAETLY - FELAYA AR - XE
HE A EADAEOHEY  HEFTBRANMLS HEE AR A
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At BRTXDibbHmzs HaeasBEHHHEHERR
RBEARARE2045 5B FMHAE(SFA)- SFAAEHARFE
BHWoRBE/BE - RB/ZAZXZB/RBRO)X 1S
S B EBRRRBR A RBLERL CH M HYE(H
Wy AR AEAB) - EEEAMAS AR (BB AEREA
Bty @A) 4 0.0001 2 95 F 8%z X(Dit4 % » 1 &
85%F 4 » 4o SE 60% MW BFANERNEETLY
s B2 RX(MDIeSHUAFHEL2EHK 01 2FE 10 2F2%AE
@ irm ussdEdHr 1 AE 6 AFBRE XENENK |
AE 1R B4 -
YA TFAERYERE > BMAELFEFH 00001 5
2 10 # (Fl 4 0.001 % &% 0.05 #)z %A 4 A X (Dt 4H
M > 2 0.005 #L E 10 Z &4 > % 0.005 %L E 4 5 B4 -
EABRAGS —RNE GRE-BLAERETAIRXE
X(DitbHpzanth HAIXZ-—BLERE - BB /4y
SEEAREKBEW AR EZADNILESGHRELSH REBXHE
® BzHds BREHE RELIB/EKBOGHOERY - Ha
RBREALERE BRE  R{ALIBERBGD O EARY -
apm TR EaHERELE X > &4 T HIiH B
(DP)~ =T & M % # (SP)~ K& M & & (SG) ~ K % # M & & (W
) TEEBBE(WP) RE(GR(EEBERXRBEHEH) TH
PR & 4 (SL)~ MR B (OL) A& X & & (UL)~ T 4
bR % (EC) T 5 R %% (DC) A&k (k &4 % (EW)Fo
W e KB (EO)RE) WARME)- BFR&EH(SC) 7 F
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";"J~%4b&d/i§%3ﬁwa%~B§i%;‘%ﬁﬁi(cs>&ﬁ%ﬁﬂsﬁm

c EIEMES T EEHARY Y X B KRB G HGE
HRBMARADNLSbHIHE  LLEAEHHEHRL -

THAHBOP)OHETHBBRADILEHHE— K%
REEHRBEHN(BoRAFLEL - FHLE - ¥85  BHEL
f.1bss - EME - wWEE - 2r - - EL - BBES - B
BSF B B BR-EH BFERHAECAMKRNSE
HREEHRBILASCRUBARABRESY B Rah X -

THEEBECP)HRFETHEaBEA(DILE-HHE— X3
A EME BB B B (R AN  BEMNRBEBRE)R — R PE
AR ENRAERBEBR (S BBE)AAETE 8 — X % 488
By —REZBEIHUBRZERBZIRAD RS UK
TREIERBRE  BEEZRALSDABERE K - & TR K
By 48 A M R B R K B M R B (S %) e

TAMBE (WP HETEIRANILEHHE— R %
HEEHBERRXREAR  —REEABBHNRAERAEE - RS
o BBAREFERE -—RSFERERHRS  URELERA
TEH SR BERALCLHABEA LB R LT HEAMHE
A& R A AR K S B R B (W &) e

HBE(GRMHE A XEdBA(DDLAH B — XS HEH XK
KREEHRBFHIKBZIRAHHL RABBEHKRZ TSR
R BEGAEABBAXADLSH(REEBSHRE Py B
BRIRUMAZILBRDE T (o FL 8500658 L 5
K (Fuller’s): ~ & % % - w B L A B 2 E K R )R % K
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mm%%@%&@%%ﬁﬂ*%%ﬁ%%&&ﬁ@%g

T (doBr s B EEE S B M ERE BB R B)RELE
B e FRANEBBRUKRMZ KB G A B (s W%

Fo 3% K M B ok g B - EFOEE - BF A fv BS FE )R B E B (o
REELHE - RLULEE -~ BF #%ﬁﬂiﬁ%zda)"'-‘kyfﬁ
ECHmB (BB BBEBRXRRE)ETRESE
B P oo ,
THHEEHOOTEEF XL LW EREKRRE
@ wusms(wwm -Biz-oma)nUE TLERTRE S
A EHREBE (BB THRELAEEZRTHORABEREAD &
&8 ) °
THAARGEH EBC) KA &b AL REW) S LB THED
R EETERNEBLEREBRIFMREERLALAS — RS #EBE
BB s —REBEILLBRRZERXAB LA Y) @4 A EC
PR AEBREB O FERARBRHE(WEREAEXIEER
SOLVESSO 100~ SOLVESSO 150 # SOLVESSO 200 % %
@ i soLVESSOBRERMmER) MM(LREO ML TAE S
Bl) B (o X T8 BB TE)  N-AwswoE(e
N-F A obogog B s, N-¥ R ook o 87) s B 8k 2 — 7 A 86 &%
(o Cs-Cro 5B FRAFEBE)RALKEHE - T EC A
S AEMRMANKBEBEHEMKEIAIL EAEF AL TR IR
AHEhBETHREEZER EWZXEHMAERELSEF X
RARBEZAMDILAHW(BERAELEETETARARE 221
TAEASCEHBETER 2L T0C)RAEEZR T H X
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Mt (B EEBLEETHEBF)RBEET AT R
A

BEABRESE TALES A — R S48 SFA 2 KT > &
B A AR @A L EW P &AM R A

%
a4 4w~ R LIS 3B
(R X)) $ 5% BB (P HEAXIREABZ)R A KT B F K
EREMAECAESERER -
MABRME) M EBTHESHEKE - RS HEEHBE— &
2% SFAXHBAEHRE B BHRELERNSLLBINE
G REARY o (DS WA LN KK KB B /SFA
BLEHP WL EMEYRAMBEMGL A EARN ECKEW @
FAEZAEHR o ME T A RKEHAERbEKA R &KGHFHF
EHARATE S TAEMEAR) £ T R@ L 448 F & 8w
MY BAKERE B ERRAB RS  c MER & & A+ # 2
RUEBFAMARIVAERGOKCH B AR -
REREHSOTREA B XA EMHE B F 2 X
(DI Kb REAEBR TR -SCo BHTH# &% X ()
teHEBLONETREEHR - R $H» B XK X%
HE UEslo e TR IR —ssmansT @
2 ﬁﬁ&%¢ » BT R AR FR 0 AR AR T 8y

BE - A BEBEHRTHRRETHERNEFAE A WAE S L
HHEBZAKRF > RELEHFROREER -
HE AR LR EFTHERMNRBS & i & B (6 o E

TR) LTHBREFUERDERRIBLBS O NE T (4
WwAKRXKEEHRE HIERHE) UREBARERZ FH
X EFH AP ERARAaRYD -
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THADILA YR EBRKEABRKRRLEYREL > B A
BEALAHKMNERMFEL AL ZIRBEFHEARY °
BEBIFRECOGYEHTEIHBEMMNEHE EWV FHEY
ZHF XK RRUABESGBRASRAEGFAEF BN AN KNS
HR AT BBE-—BAaIERELROB BEALREE
AR RAREZLLEBAIHERERE - BRI URER
BHERBEXUAERSHEHE - AT ARMEEHNER
HAXDILsd Y ETANHEFRE - LTHKAXDLEH A
@ wiiHTHERZREAHNAEY  URBERALLEHE
oAb A o
MM T RE S — RS E S ME o ABRBEARO L
(o EERERN HERIREZBLOSA £
REZ ABLYH AR AREFTHEANORELIE S
M) BEFHOB LS RBDERE RN A EZFFEH0E
Bl RO B d RRAE D B (o XKEFod R H)RK
YRETHEYHBEBN(TRHEY XA RKXILSH4HEA
@ is)zsenm-

<

LT HAXADILA Y AERANETRE > 6l R BHH A
Mt (L4 AN HEFREDS)Z B & ~ Kz # (SS)
AN EHREEZ A HEDBE (WS R ARBEARDY
(L4 TASB% 4 (FS) - xR (LS)®B £ % % & (CS)) -
DS-SS-WS-FSR LS @ammz@EEEsNELTHRMUNL
Wiy DP-~SP- WP-SC A DC aghe i #k - Ar
REMETFZERDTUROSFEIN AR EETHZE R

41



1487486

Bl (5] 4o B b KB A M B ) o
BOEH C s RBMEAALCHTASET  BET - @AM
% JF & + A SFA -
WA M TR SFA G 4 1 4R 4L A M (B ko 38 b &3
K= P A vkek ok BB
BAGHBET SFA & 4 8B & 2 ik 2 A

o

- I BR &Y

bl
23
-

Be B ¥ B 85 2 B 48 (f5l o A A2 KA BR BE 49 )~ & B 1k 35 & 2 1t &
Mz BEM o+ AR mES  +mA RS - T

>

% /\-—— '/g\‘ -%:{k;:&x%z/t

3
o

EFxHmBBER-_-£7R

M)~ BEEL R - BERR KB (B AR AT HR-3-5 B
M) BMABEBB (Bl o ARERAT H&-3-% 8 ) BB Es
(R —RSEBEHEASGB(REREEL)RE R =& (R
—EBA)ZERBEH EY > flho £ A BN wEEE 2 R
RIE »seshTHEEEHTARAL) mARABBEBEDE

A AHER RS c BB R KE BB

&

BewmmMHA SFALSHER - ABRBRHEKEDR -
BemFHgETHSFALSLEARBEMBWEALA LK - B A

W

R BB RO EE X B U EBEEARE AT
MZRBREEY HBRE2LSIHWHBHLLBEALHENNEAAK) -
W BEBR AR A  BEEEBA (B BEME R L = Bs )~ Bt R 1t % (15

Ww AKX -_FTRALH)RGPHE -
BewBEReERELBER(SRE  RTH A
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% B X B FRAL G EM)ABBRHEL(E B LRE8E
BE) e
THKAXXDILAL W RIEMSLEARETILESD G F XK
Aol THRABARXALARZIILSGMEREARA £ 4
MRXAEEALADZERBI o EELEDER  KRHXAETLED
REZARHEDIRECAEZHEDHEME 2 (EHFEE R - &
THRERBRP) EREAZIATNETFRAECEEDERIEAR
2N E (B GARFY LB — KA LTE - BE KKK
@ :i4) KTHAABARNALR Y R ARERLE -+ H#
EuZakA UL FTREA/AERDER - LEREA X
EhyRIAFANLARY F(RBEARY LR AEKRKERR
Fhreymmth)mE R £ LEFRKEREESF -

T BKXDILEHEANE DT RERETE AN EZERER
WAL CHREZEZTEFTALARMED L AR BREF
EB A HBIERA

AAEABREB G ERD(RERISBER)BTANES A

® ShpIEFELER>IOREHHBABE  BREHAEALAZ
B Ak o2 84 DC-SC~ EC> EW~ ME - SG ~
SP-WP-WGARACSZREEMWFTELMBLEERNTHF LA
EHETEFZHG RABEAXKTHREAAEEE > H4gH
MHAM -~ BRATHREREFEPDABERASOETZT REBE®RRA -

kM EHTREASFR G XA)ES 4% E(H 4 00001

10 E %) AAKEBEERAEFHNB G ML

KMt A T UARERRH M oe [-> 7-8-2 8

(o

i
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Ml ot - dsAH AKX AR RE - RoH
WA LA E 25 FF%ZA()LAH -
AEABBLRBEAEHREKN DS H B AR

A A YA TUEAETEAE A MEREZILAY
(BloBEHEF) REEFRAATHEIRBEAEDERAH -
BRE CRA& - REKIB/WFHZLLY -

AL BT HERYD TR —BGFHERLSRT H — H
P RHBIHTFRRIBLES W EBETHFEATHRERE - R
EEB - -HABE BREHIIMEDERAG R - BB FH
BT REBERF R AT N R AN H
GMHhzasy WEXMDILAS DB ETHRMHELRTHM L
A K ot iR E R LIRHER M) KA BN LR KB LA S
AW ELERM  BHRBAIYERRSBREAAS LS 8 R
MBERAME - BEREBAB F AT

a) & m B & #H ¥ 4 (pyrethroid) » 4] % & &% £
(permethrin) ~ & #& % (cypermethrin) ~ 3 4t #] (fenvalerate) -
% 4t #| (esfenvalerate) - % & % (deltamethrin) - & % %
(cyhalothrin)(4% %/ & & -%& % % ( A -cyhalothrin)) ~ £ 3 %
(bifenthrin) « 3 % % (fenpropathrin) ~ & # % (cyfluthrin) -
X £ % (tefluthrin) ~ & R 24 AR & HH B (F o K 1 F
(ethofenprox)) ~ X #& K & ¥ # (pyrethrin) ~ & &

W m\%k

a

(tetramethrin) - & & %] % (s-bioallethrin) ~ 3 %3

b

(fenfluthrin) -~ % & # &5 (prallethrin)s 5-K ¥ 4% -3-%k 4 ¥
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-(E)-(1R,38)-2,2-=— ¥ KA -3-(2-2 A & 5 8 /% (@ & % 5% %
BA)I-BRFR)RARAKLKE

b)AH # B85 B 45 > 6 40 > # & & (profenofos) ~ & 4%

(sulprofos) ~ B% # # (acephate) -~ ¥ X & & # (methyl

parathion) ~ 2 i& 4 (azinphos-methyl) ~ & 8 #

(demeton-s-methyl) ~ #& & # (heptenophos) ~ & & #

(thiometon) ~ % & # (fenamiphos)~ & % % (monocrotophos) »

#% & # (profenofos) - = % # (triazophos) -~ & & *z}.

@ (methamidophos) - X #& # (dimethoate) - 4 B # #

(phosphamidon) -~ % # # (malathion)~ M #7 # (chlorpyrifos) »

A

(fensulfothion) -~ 1% # (fonofos) -~ 3% # (phorate) ~ & &

B

# & # (phosalone) ~ 3 % # (terbufos) ~ %

# (phoxim) ~ #Z 4% # (pirimiphos-methyl) -~ % & #»

(pirimiphos-ethyl)~ 3 & # (fenitrothion)- 48 & 4 (fosthiazate)

% A #| # (diazinon) ;

C)RE X F BR B #8 (&L 32 e A F B 5 B85 ) > #) 4w b o &

‘ (pirimicarb) ~ ¢ % £ 4% (triazamate) ~ % % F (cloethocarb) »

fu 4% 3 (carbofuran) ~ =k #% & (furathiocarb) -~ ¥ & 3 F

(ethiofencarb) - 4% & % (aldicarb) - & %@ % #7 (thiofurox) »

& Ao 4% 3k (carbosulfan) -~ % # % (bendiocarb) ~ T & & 2% &

(fenobucarb) » % f (propoxur) ~ 4 75 4§ (methomyl) 3%, 8& #& &
(oxamyl) ;
d) X ¥ & 28 > ] v — 4 B (diflubenzuron) -~ = & %

(triflumuron)~ 7 4K % (hexaflumuron)~ £ % & (flufenoxuron)
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& X 4& % (chlorfluazuron) ;

e) R ¥ 45 1t & W 0 B 4o 45 ¥ & (cyhexatin) ~ 3 #H B
(fenbutatin oxide) sk 22 3% 4) (azocyclotin) ;

£y« =& % - 6] & % & 3 b (tebufenpyrad) f» 5 & %%
(fenpyroximate) ;

IRZEMNBER > o ALZHA F (avermectin) & K R &
% #8 (milbemycins) » | 4 Ff & ;T (abamectin) -~ BOIT
(emamectin benzoate) ~ f#* %4 # % (ivermectin) ~ 3k B & %
(milbemycin) ~ B # # (spinosad) ~ Ef #k % (azadirachtin) 2 #f
F 3 4% (spinetoram) ;

#FHREBEREA

i)H # &1t 4 4 #) & % #% % (endosulfan)(# 7 & a — %
% %) % £t % -~ DDT ~ % # +F (chlordane) &% # 45 &
(dieldrin) ;

JYBE #8 > # ko B X F Bk (chlordimeform) z% = = %%
(amitraz) ;

k)Z )& # » 4] v & 1t ¥ (chloropicrin) s — R A% ~ & F
%% 2% % 32 (metam) ;

DA # & K 1t & 4 6 o & £ B (imidacloprid) ~ & 3 3%
(thiacloprid) ~ = % 3% (acetamiprid) -~ &t 4% & J (nitenpyram) »
# 4 & (dinotefuran) ~ & i& & (thiamethoxam) ~ 3 & T
(clothianidin) ~ &4 X 2= ®f(nithiazine) &% A £ F+ £
(flonicamid) ;

m) = & X Bt $8 0 5 4o 4F 3 % (tebufenozide) ~ 3B & M
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(chromafenozide) s ¥ A 3 3 (methoxyfenozide) ;

n)=— X &% > 5 & % 3 & (diofenolan) & % 3 % #7 3
(pyriproxifen) ;

o)A 4% % (Indoxacarb) ;

p) % R #% (Chlorfenapyr) ;

q) % # # (Pymetrozine) ;

r)$% & ¢ 85 (Spirotetramat) » Z & %% &5 (spirodiclofen) &
* $2. 9 &% 85 (spiromesifen) ;

@ S)= B B 0 4] 40 4 £ & & B (flubendiamide) » f & X F
B: B% (chlorantraniliprole)(Rynaxypyr®) & # & & ¥ & &
(cyantraniliprole)

t)é 4@ % (sulfoxaflor) ;

u) % £ B2 (Metaflumizone) ;

v) £ & B (Fipronil) & ¢ & # (Ethiprole) ;

w) ik # B (Pyrifluginazon) ;

X)# % % (buprofezin) ;

® y)4-[(6-R -2 -3-% F £)-(2,2-— A -T # )-8 X ]-5H-
vk & -2-8 (DE 102006015467)

REFRERZEZAAEZHRN I BB AF 5B
BzZBREBHTEAAEARD Y D REVARIEARD Y
M AMBENTE -l TEARBEIEHIEEFRLGHGR
& B o ) 4o 4% S & (stemborer)4F 2k R & &l (#] 40 3% FF (cartap))
RAE R R 8 A &4 AR & B (4] oA % # (buprofezin))e &
FHHEZANEHR /MBEREAFELZIREAB ABRBAH LT
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CEEBAMY (Bl REBP-DAEB > bl o bl L 5B
(clofenteziune) ~ #. K K (flubenzimine) ~ 4 & % (hexythiazox)
& 4 B % (tetradifon) ; #& &% i & #| (acaricidal motilicide) -
5] 40 K 3¢, %% (dicofol) sk €& %% % (propargite) ; & &% # » 5] 4o #7
#*% %% (bromopropylate) sk %, # * (chlorobenzilate) ; &% 4 & 3B
g &l 0 ) 40 & £ & (hydramethylnon) -~ & & /% (cyromazine) -
% % 4 (methoprene) - 3 # & (chlorfluazuron) & = 4 %
(diflubenzuron)) -

TOEHEAEA AR ZIHRERZ BB T AHE)N-F
A-2-[2-25-=FREARXAAFA)RXK ¥
8 B A (SSF-129)4-2 £ 2- 5 A -NN-— F 4 -6-Z £ F & %
3 ook ook -1-FRBEBE~ a -[N-(3-R % -2,6-— F %X £)-2-F
B Al-7 T A AR A2 R NN-ZFRS5-%-7 %
A vk o -1- 2 & & (IKF-916 -~ # %
(cyamidazosulfamid))~ 3-5-— & X -N-(3-& A -1-C £ -1-F A&
2-8 A A A )-4-F A X ¥ # B (RH-7281 ~ 4 & %
(Zoxamide))  N-}s & %k -4,5,-— F X -2-=
-3-% 8 B (MONG65500) ~ N-(1-8 £ -1,2- =
R KR K)H B A (AC382042) ~ N-(2-F & £ -5-wb oz £ )-
% A HEAE > FTE R 41 (acibenzolar)(CGA245704) (4] 4o F
& A& -S-F &) 4 & s (alanycarb) ~ FT 3 ¥ JF (aldimorph) -
# # % (anilazine) - FT 3L B o (azaconazole) -~ £ # #
(azoxystrobin) ~ K i 4 (benalaxyl) - % #8 4% (benomyl) ~ %

2 R #] (benthiavalicarb) - 2 & % (biloxazol) ~ & % £
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(bitertanol) ~ 4 % 3 (bixafen) - 4% 3 # % (blasticidin S) + #
% #] (boscalid) -~ /& % s (bromuconazole) -~ # % #
(bupirimate) - @ & F (captafol) ~ % % f+ (captan) ~ B 3 #
(carbendazim) - B 3 # (carbendazim) ~ B # % & R #& 2
(chlorhydrate) ~ % 4% & (carboxin) ~ j#v # B¢ (carpropamid) -
% # #) (carvone) ~ CGA41396 -~ CGA41397 ~ ¥ X # & %
(chinomethionate) ~ ™ & £ X (chlorothalonil) + % # 3L #p
(chlorozolinate) ~ % 3 & (clozylacon) ~ 4 481t 4 4% #5] 40 & &
‘ it 48 (copper oxychloride) ~ @A # & & 4 (copper
oxyquinolate) - &% 8 48 - #t A5 8% 48 (copper tallate)fo & & %
(Bordeaux) & 4 # ~ ¥ £ B B (cyclufenamid) - 5 £
(cymoxanil) -~ 3 % & (cyproconazole) ~ &£ & & (cyprodinil) ~
4% & ¥ (debacarb) —-2-wsz K = giib4h 1,1’-= &K ibih -~ &
#% % (dichlofluanid) ~ i & % (Diclomezine) -~ KX 3%
(dicloran) ~ # % @ (diethofencarb) ~ #&# 3 #|
(difenoconazole) ~ # % # (difenzoquat) ~ = & #k
(diflumetorim) ~ ZR K &8 8 O0,0-—-E-A A -S-X F & ~ b £
#% o (dimefluazole) ~ # % B < (dimetconazole) ~ & & 4
(dimethomorph) - = ¥ < & (dimethirimol) ~ & 3 #
(diniconazole) ~ & # % (dinocap) ~ i5 #5 B (dithianon) ~ 1t
+ — A - 9F A4x - + = 3% "5 %k (dodemorph) ~ % % (dodine) ~
% /A % (doguadine) - # # # (edifenphos) - &k ¥ &
(epoxiconazole) ~ 4k 3 ¥ (ethirimol) ~ (Z)-N-FX ¥ A -N([F %
(FRA-ZZABEARA)BAIRA)-L-BRBTE - KHF
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#] (etridiazole) ~ A #% % (famoxadone) -~ 3 &Kk %
(fenamidone)(RPA407213) ~ 3+ 3% 3 (fenarimol) ~ % 3x K
(fenbuconazole) ~ 3 3 33 (fenfuram) -~ 2 & K
(fenhexamid)(KBR2738) - # 9 % & (fenpiclonil) ~ 3 # =&
(fenpropidin) ~ % s ¥ (fenpropimorph) -~ = X & 45 (fentin
acetate) - = X % 4 (fentin hydroxide) ~ § # #8 (ferbarn) ~ &
# BF (ferimzone) ~ 3 & B (fluazinam) ~ # X % (fludioxonil) ~
A % i (flumetover) ~ # =t & 8 B (fluopyram) ~ £ ¥ B &
(fluoxastrobin) -~ # % 3 (fluoroimide) -~ & BE HF =&
(fluquinéonazole)~ # %y /% (flusilazole) ~ 48 % % (flutolanil) ~
# K % (flutriafol) ~ & /)’rv\ﬁf‘?- (fluxapyroxad) ~ 4 B & (folpet) »
4 # 2= (fuberidazole) -~ # I # (furalaxyl) ~ % & b
(furametpyr) ~ % # % (guazatine) ~ 3 % #| (hexaconazole) ~
2 Rk BEok - 2% & % (hymexazole) ~ 4k & %] (imazalil) ~ § B&
J& (imibenconazole) - # BA ¥ A% (iminoctadine) ~ # A\ ¥ Bz =
Z B B -~ 4k JE o (ipconazole) ~ & ¥ & 4 4 (iprobenfos) ~ 4k
% F) (iprodidone) ~ 4k & R i (iprovalicarb)(SZX0722) - & &
B T A M X FELE - &= % B (isoprothiolane) ~ isopyrazam -~
£ % % % (kasugamycin) ~ %, 4k Ak (kresoxim-methyl) ~ LYI
86054~ LY211795 -~ LY248908 ~ 4F 4% 75 /4 (mancozeb) ~ 4 k
& # B (mandipropamid) -~ 4 75 74 (maneb) - ¥ F %
(mefenoxam) ~ & i 4 (metalaxyl) ~ & 7% #R (mepanipyrim) .
L % (mepronil) ~ & & £ - & 5t & (metconazole) - % 4% 14

(metiram) ~ % 45 8 -4 - R & B #% (metominostrobin) -~ ¥ %
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B (myclobutanil) ~ B % i (neoasozin) ~ — ¥ X — i K B #
¥ B: 42 -~ B #& 7 (nitrothal)-& & & - & #% ¥ (nuarimol) ~ &
%@ #r (ofurace) ~ F # K 1t & 4 - B #& # (oxadixyl) ~ & & 7
% (oxasulfuron) -~ Bk # % B (oxolinic acid) ~ & 14 % &
(oxpoconazole) ~ A 4% 1% (oxycarboxin) -~ # K &
(pefurazoate)~ ¥ % & (penconazole)~ & % & (pencycuron) »
A £ % (penflufen) - =t & # A& (penthiopyrad) -~ & # #
(phenazin oxide) - 4Kk # # (phosetyl)-Al ~ & B -~ % o #f
@ (phihalide) 4t T # % (picoxystrobin)(ZA1963) ~ 4% 4 & %
(polyoxin) D~ 4 # ¥ (polyram) ~ 4% #& # (probenazole) ~ #
% 4 (prochloraz) ~ # & % (procymidone) ~ # K %
(propamocarb) -~ # # #| (propiconazole) -~ F X 4 75 &
(propineb) ~ & 8 -~ & i & 3 ¢ (prothioconazole) ~ & # #
(pyrazophos) ~ tb 3+ # (pyrifenox) - & & % (pyrimethanil) -
B % # (pyraclostrobin) ~ & # K& (pyroquilon) -~ # # %
(pyroxyfur) ~ [if % & 2 (pyrrolnitrin) ~ @ & 42 1t 4 4 - %% &
® #+ (quinomethionate) -~ £ # #7 4 (quinooxyfen) ~ & & & X
(quintozene) -~ % # 4 (sedaxane) - & X B
(sipconazole)(F-155) - & & By 49 ~ #Z& #% A (spiroxamine) ~ 4&
# % (streptomycin) -~ X -~ % 3 #] (tebuconazole) ~ % # &
(tecloftalam) ~ w & # # X (tecnazene) ~ W % #
(tetraconazole)~ /& #& (thiabendazole)~ & 4 & (thifluzamid) -
2-( H R OA F om oA ) X FIE ¢ -~ F A % K& F
(thiophanate-methyl) ~ 4 & 3 (thiram) ~ # =k X HFE %
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(timibenconazole) ~ B % # (tolclofos-methyl) ~ 3t %@ %
(tolylfluanid) + = # 3 (triadimefon) - = #& & (triadimenol) ~
= & # (triazbutil) -~ = & & (triazoxide) -~ = F =&
(tricyclazole) ~ = 4 3 (tridemorph) ~ = & &
(trifloxystrobin)(CGA279202) - # #& % (triforine) ~ & & &
(triflumizole) ~ 3 B <« (triticonazole) -~ # # # *
A(validamycin A) ~ #f A (vapam) -~ % % % (vinclozolin) - 4%
75 ;& (zineb)#v 43 £ 4% (ziram) ~ 1,3-=— F K -1H-wb =& -4- % B
(4'-F R s o A -0 £-2-R)-84 > 1,3-= F A -1H- % -4-% ®
B (2- R
— F A -4H-wb o -4-% B [2-(2,4-= R -X K )-2-F & - ¥
A-. K-8 -
XDz tdHWTHANKREED ARETF £ - £ £ &
FAAERGLE RARLRWERN T RS o
ZERAN AR THBEHEBLB I T LT AN

PR3- E-I-FER-—R B 4-R)-EER - B 1,3-

He & - #F ) & (sesamex)~ W 48 B 7 (safroxan)feo + = 2K =k o o
apnasprmsaninamnrrasasn @
REBFERPAEEZEREMZ -

THAOEHEAARETENREHN TN AREE
(propanil) - AR LW A KA G B 2T # A PIX'V.

— B AT RE2EARBREYYE ~ L2 RAE
BRI EFRERY  EHFBEERAEHERELSTFHAREER
mAEDAE R AEEERAT  TUREHALCHAED R
R el E—RHREBARTARBENAKZEBERREET AF
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2

BAKZRERBES B LATREE —RBIHRTTHA
% F

g EE KT A4 HRSEBBEIHLRT T HAE
R(ERBEMRN SCZEHE) EXERBIERST T EAK
LR(ERABEMNEWZ HEE)MFarkin BB FILRGSE)
B E A e

ABRAILSLHTFANGHREAS S Flo 2T ANH
RELBR WA ETALY  EHGARHREGY P R
B L2 FABF MDA ELEY  FAELEDOEH LR

Q@ Lius oma HA BE- WA EEET RE -

L HRE - BHHTAEABRGY Gl BREEAMAOH
B BliodF ~ B FE - LF - BRE O R HY O
¥ & e

EA—F @ AEARBANBEZ2LER I ENHILS Y -

AR —F @ AEAGHPAREZEIN G BB L
MELBIEOWAETADO IR RAERTFTHREAXK
EZ2ABEALLLSY  BRTHLTAHAOREKETF ~- FLEEBR

® FRABBKT B EHhFTRRERE - £F5—F & AR

HEHMN—RARZEH G T RGO L FLERT RS Y
AEAYOHABTALRSY - £ 5 —F @ AERLAHMMN K
HRILSHDAEARNEHERARNEHN S T G Ly F AR
A VA ETLEDNEDO AT ALSY -

LB —F @ RERAGHD —HEHNFTLEES RS Y
AEAYOHO TR HOBERTFTHRFARXREZIAZTALLESD
EE B RIR -
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AT @ RAERAGLHEAY " ERBESEDENTF A
BRI MATAYDZEN T Lo BRTFTHHWREA
HEZXZABERILSY - £F—F & > XEALKRDA DR
XY EAXFTEBA R D E T AT LRAEANLS
oo £FH —F @ AERALGHARERALESY L RN EHE
ARAREHEDELIFTERI DA T LAY I ELED X
A& -

R —F R ABEARB-RERZIFTLERBFEGY
FEADZELHEHN I F X OERTHHIREFAEAREZ
RKEWRHILESY - AER D —F @ AHHGRDKREHRAL
CHMRBLAUBIFTLER IR E T LMW TG I Y
AR - AP —F @ AFHGHAAEALCLIHEEHA

EHRXTFTEBA G AT LI E NGO EHAA
% .

A —F @ AFARB - HRBEaLD HEeR KR
BRICLGHWREE LS EHRDE -

AEALESE D TERREAXRER -—RSBEL A Hh L
TR R EeER -

AR -—FTaR#H -~ b ih Ao ETAAEX
ARy ARBREAXEZRS B A ¥ A4 AABKFHAS
MmBEAIL S M BAUTARREZILESY

AERAILSY TRAPHARLZZEASHER - LRSS
L i HhHEAERXBENBEBRLAY  HloPsed £

(ivermectin)~ T L & # % (avermectin) - ] & ;T (abamectin) »
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B % ;T (emamectin) ~ 4k 3L # %, T (eprinomectin) ~ % H 7 7T
+ 2 T
(moxidectin)~ 2 % % T (nemadectin) &R Kk B E# £ 4% ©

(doramectin) ~ & 4 % T (selamectin) ~ %

f£ EP-357460 - EP-444964 % EP-594291 ¥ Ff 3l - %8 4 9 58
SBREOEFLIRRAYAEARFTAZA/IR BB EHBTED
5] 40 /£ US-5015630 ~ WO-9415944 % WO-9522552 ¢ A7 i o
Ht 5 g Bl 645 X =k 8 > 3% 4o [T X £ 4 (albendazole) »
% ¥ ik o4 (cambendazole) ~ % #¥ i % (fenbendazole) ~ # X &
. o¢ (flubendazole) ~ ¥ ¥ if ¢ (mebendazole) -~ B 3 ik o4
(oxfendazole) ~ B ¥ i % (oxibendazole) -~ #8 X iF &
(parbendazole) R A o % e #a m B - H 158 & & 6 45 =% & #
Kook $5 B W & F % 48 0 H 4o w =k o (tetramisole) ~ A % =k &
(levamisole) » & % <z 4 3 & & (pyrantel pamoate) ~ &£ 3 KX
B (oxantel)k £ & K @ (morantel) - AR G H EH KRR A
& %) (flukicide) » 3# 40 = & K if 4 (triclabendazole) B & 47 &
(clorsulon) ; A # 4% & # (cestocide) * 3 4o < ¢ &
. (praziquantel) & 4k & K # (epsiprantel) -
AHE A2 ALS 4 T & i 4 B (paraherquamide)/®H
# T (marcfortine) 5 58 & B X T A W R B MU U R F 4
& ok ok (3 4 US-5478855 ~ US-4639771 & DE-19520936
PR TFTZRF L EELH)BESHEMR -
ABERZAASH TR WO-9615121 & itz — fx 48
R AR B RRFTF LSBT ADRBEUY ARELZE
MR 4 B (3 0 WO-9611945~ WO-9319053 ~ WO-9325543 »

55



1487486

EP-626375 ~ EP-382173 ~ WO-9419334 -~ EP-382173 XK
EP-503538 v Ariti 2 Be & T M B B AR )A A& A -

A B B 2z b A 4 T & H o RS F oA & OB
(ectoparasiticide) ; #l o L & B © S B £ H 85 5 H M 5B
B S A EEH B (F ik %) RNE % E (ecdysone)f® &
BB R FRdRAL8MD) ABRBEUD (F i ERR
HBMh)asER o

AE R TRERBEEADRESER - #loH
mEAEF N EE W095/19363 3% K % WO04/72086 3% +
Rtz B LA LEETFABFRZIILEY -

THREAERLSHBESGERISLFLEHTHLS Y

HE B aF(ERBRHP)IAT

K oM Rk BL Bs  BS B % #5 (acephate) © R 4 F & H A
(azamethiphos) * X 18 & %% #7 (azinphos)-Z %4 » X 18 & = #
(azinphos)-F & - & & #f (bromophos) * & # #7 (bromophos)-
z % o F+ & ¥ # # (cadusafos) - ;??L,' z 8 = M

&

(chlorethoxyphos) * & % X %% #f (chlorfenvinphos) > & % 5
# £

#f (chlormephos) » B (demeton) > i £ 5] (demeton)-S-¥F

Iy

% > @ % F (demeton)-S-F A # > = ¥ 2 # #f (dialifos) >
X 18 & 4 (diazinon) ° = & 4 #7 (dichlorvos) °» — % it &

(dicrotophos) » =— £ & # & & (dimethoate) » — #%

(disulfoton) * & & # (ethion) » T # #; # (ethoprophos) >

N

4% & % # (etrimfos) » A # (famphur) > = F &

(fenamiphos) » =% & # % (fenitriothion) °» = & & &
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(fensulfothion) - =% &8 % (fenthion) - =t & & &
(flupyrazofos)~ % # % #7 (fonofos) # ¥ % & (formothion) °
# % B B5 (fosthiazate) » & # # #7 (heptenophos) » & 18 & &
#5 (isazophos) * & ®& # B (isothioate) °* £ % & #
(isoxathion) » & # & % (malathion) » % & % #| # #
(methacrifos) £ & B% #% #7 (methamidophos) £ & & & & &
i (methidathion) » ¥ # - # 5 & (parathion) ° % X & #f
(mevinphos) % % % &} # (monocrotophos)’ # #| 4% (naled) >
Bk £ B # B B (omethoate) » A HK i £ B (A X demeton)-F
£ > B & A % # (paraoxon) ~ ¥ i 4 (parathion) » # % 4
(parathion)- ¥ % , ¥ @ 4 B &5 (phenthoate) » # % &
(phosalone) » # # % (phosfolan) » & & & (phosphocarb) » &
% 4% (phosmet) ° % & B % (phosphamidon) & & 3 &
(phorate) ~ 3 ¥ (phoxim) > =t F| %% B #7 (pirimiphos) » =t F] &
#: # (pirimiphos)- ¥ # » % =% # #f (profenfos) » & i
(propaphos) » # T ¥ #i #f (proetamphos) » % & #
‘ (prothiofos) @ =t % % 3 #7 (pyraclofos) > =t & /& 2 #

\y
Y

(pyridapenthion) » & % #; #f (quinalphos) - 7 & # #
(sulprofos) » *& # #f (temephos) * 4% T % #f (terbufos) » &£ T
o o 3 A7 (tebupirimfos) » wW & X & #f (tetrachlorvinphos) >
#& % % (thimeton) - = & £ & #f (triazophos) * = & A
(trichlorphon) » K, % % & 4 (vamidothion) °

B oA T B OB & K B F ®© (alanycarb) ~ ¥ ¥ F &

(aldicarb) ~ 2-FZ = - T X A P A B A F B & ~- X% F &
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(benfuracarb) ~ % & #] (carbaryl) + ¥ B s 4 (carbofuran) ~
+ ® % % (carbosulfan) « % Z + B (cloethocarb) ~ 2 & % +
& (ethiofencarb) ~» °k #h &% & & (furathiocarb)~ HCN-801, & %
+ ® (isoprocarb) - 3 =% [E ¥ (indoxacarb) - #% & -F
(methiocarb) ~ £ ® 1% # (methomyl) > 5-F X -F - T £ £
(F X)X Pakas - A ot F B (pirimicarb)s & & &
(propoxur) ~ B — F & (thiodicarb) ~ #i % # # (thiofanox) ~
= & 3 £ 8 B (triazamate) ~ UC51717 -

e A& M & ¥ B (pyrethroids) @ 3X % A & E K
(acrinathrin) ~ ¥ #] & # (allethrin) - «- % # (alphametrin) ~
5-F% K -3-9% 5 ¥R (E)-(IR)-JIE A -2,2-=— F # -3-(2- % & 5
ft-3-2 F KA )IE B M #% B B - tb 3 #k (bifenthrin) ~ B-E $# £

# (cyfluthrin) - #
&

A=

-} # B (cyfluthrin) ~ a- & £ ¥ &
(cypermethrin) ~ B-3 & £ E Kk (cypermethrin) ~ 4 # ¥ #] £
# (bioallethrin) ~ 4 # X #] & #& (bioallethrin)((S)-3 /X X &
o4 ) ~ &£ M A £ E MK (bioresmethrin) ~ = =% E K
(bifenthrin) ~ NCI-85193 ~ 3% # X #k (cycloprothrin) » = |
# (cyhalothrin) ~ & & & # (cythithrin) ~ & X # £ %
(cyphenothrin) ~ 6- £# E # (deltamethrin) -~ %2 &% & &
(empenthrin) ~ 4# =% J& & & (esfenvalerate) - & % 3 % &
(ethofenprox) ~ = # % #k (fenfluthrin) ~ % & E
(fenpropathrin) ~ =% /% & & (fenvalerate) -~ # £ # B &5
(flucythrinate) ~ # % £ # (flumethrin) ~ % %8 B 8 &5

(fluvalinate)(D & # 4 ) ~ # Kk & £ 4 (imiprothrin) - & % %
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(cyhalothrin) ~ \-% & £ # - % % & # (permethrin) ~ X # &
#& (phenothrin) ~ % % # £ # (prallethrin) ~ % # & 3K
(pyfethrins)(X & & # ) ~ # £ &£ # (resmethrin) ~ @ £ X K
(tetramethrin) ~ &R & # & #k (transfluthrin) ~ 0-F & £ E K
(cypermethrin) ~ & $r 3k % (silafluofen) -~ t- & 4t #|
(fluvalinate) ~ 4§ % % (tefluthrin) ~ 4% % £ E K
(tralomethrin) ~ ¢-% % % % # (cypermethrin)
OB B M A K R B a) T & F (chitin) & & ¥ # # -

® K ¥ B ORBR # ° X #% & (chlorfluazuron) ~ = 78

W

2=

%

(diflubenzuron) ~ # 4% ®& (fluazuron) -~ & X B&

(flucycloxuron) ~ # % & (flufenoxuron) ~ X &K %

(hexaflumuron) ~ # % & (lufenuron) ~ # K & (novaluron) -

% % % (teflubenzuron) -~ = 4 & (triflumuron) ~ A 3 %

(buprofezin) ~ ¥ & & (diofenolan) - 4 & % (hexythiazox) ~

% 2% 4% (etoxazole) ~ % 3 %% (clofentazin) ; b)¥ & % & # #

# . A 3 &% (halofenozide) ~ & 3 # (methoxyfenozide) ~ 4§ 3

® 3 (tebufenozide) ; c)4% % % % # it 4 (juvenoid) * & # ¥ 3

(pyriproxyfen) » % # % (methoprene)(& 3% S-£ % &)~ % #

% (fenoxycarb) ; d) As H £ % & & ¥ # & * 8, &k &
(spirodiclofen) o

4 F £ & & © & B % (acequinocyl) ~ = T &

(amitraz) - AKD-1022 - ANS-118 -~ Ep & % (azadirachtin) ~ &

£ 4 ¥ 78 42 @A (Bacillus thuringiensis berliner) ~ #% ik %

(bensultap) - #% & % (bifenazate)~ & % % (binapacryl) »
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% (bromopropylate) - BTG-504 -~ BTG-505 ~ # # %
(Camphechlor) ~ 32 # (Cartap) - % & * (Chlorobenzilate) ~
# & Bk (Chlordimeform) ~ % A 7 (Chlorfenapyr) ~ 3% & & B
(Chromafenozide) ~ % £ %& € (clothianidine) ~ F & #
(cyromazine) ~ = % & JF (diacloden) ~ = 4 #% B &
(diafenthiuron) ~ DBI-3204 - — 7% & % (dinactin) > — & X ¥
4 = &8 X pyrrolidine ~ = ¥ %] % (dinobuton) - & % #
(dinocap) - & # % (endosulfan) - Z & % (ethiprole) ~ #% %
% % (ethofenprox) -~ 2 # %% (fenazaquin) ~ £ B 4%

(flumite) ~ MTI-800 -~ 2+ # & (fenpyroximate) ~ & % B&5

4y

(fluacrypyrim) ~ #. 88 2k % (flubenzimine) ~ # # %
&

)

(flubrocythrinate) ~ % X % (flufenzine) ~ # 3F

-

(flufenprox) ~ # & & 4 (fluproxyfen) - a & % %
(halofenprox) - & % # (hydramethylnon) ~ IKI-220 ~ ¥ /g 4
(kanemite) ~ NC-196 ~ Ep & #% i§ ¥ (neem guard) ~ B B # 4%
"k v (nidinorterfuran) ~ =t & A (nitenpyram) ~ SD-35651 -
WL-108477 ~ i £ 3% (pirydaryl) - % %% 45 (propargite) ~ & B

% # 4% (protrifenbute) ~ @t % B # (pymethrozine) ~ = & %
(pyridaben) ~ # kX % (pyrimidifen) ~ NC-1111 ~ R-195 -~
RH-0345 ~ RH-2485 -~ RYI-210 ~ S-1283 -~ S-1833 -
S1-8601 ~ & # 3 (silafluofen) -~ # B 3% T (silomadine)~ B #
# (spinosad) ~ =k % B% (tebufenpyrad) ~ 4F B #% (tetradifon) ~
W & B % (tetranactin) - € & <k (thiacloprid) ~ % B %

(thiocyclam) ~ % i& 4% (thiamethoxam) -~ 3t 3 b & 4%
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(tolfenpyrad) - 4 #f g (triazamate) ~ = ¢ & % % @ # ¥
(triethoxyspinosyn) ~ ¢ & /T (trinactin) ~ /& % & (verbutin) -
& ¥ FE # (vertalec) ~ YI-5301 -

BRAEEGR A LAE - TRBHA - KA AAHHR
(ampropylfos) ~ & % % (andoprim) ~ FT % & =& ~ 5 ¢ £ -
7% % (benalaxyl) > X & % (benomyl) - £ 3 # (bialaphos) »
# # % (blasticidin-S) ~ & B % #%& (Bordeaux mixture) ~ /& %
JE2 ~ A 3% ¥ (bupirimate) -~ jv & A% (carpropamid) -~ W & F

‘ (captafol) ~ Z % f (captan) ~ B 3 # (carbendazim) ~ & 3 %
(chlorfenazole) ~ 3 % # (chloroneb)~ £ 1t % - m A & X B -
Z # # (chlozolinate) ~ L &1t 48 ~ 48 B ~ R A B & - & %k &
(cymoxanil) ~ 3% % & -~ & % % -~ & B A (cyprofuram) -
RH-7281 ~ = ®& @& ¥ (diclocymet) ~ ¥ & = & &
(diclobutrazole) ~ i# & # (diclomezine) -~ & & A (dicloran) -
F x A -~ RP-407213 ~ 3% & 3 -~ & # B (domoxystrobin) ~ i
A~ EE A - % %F (dodine) ~ # k& # (edifenphos) »

. & ~ R #% FE] (famoxadone) ~ =k o # &) (fenamidone) -~ 3 3 3
(fenarimol) ~ 3+ % & ~ 3 ¥ =k (fencaramid) ~ # #& 8 -~ XK 4
g ~ 3 %3 - = X & 4 (fentin acetate) ~ % F B - ¥ K E

# &8 & B (flumetover) ~ # °% o (flumorf/flumorlin) ~ = X #&
45 (fentin hydroxide) ~ fL-F A 8 ~ AL s % - W15 - 8 % E
(flutolanil) ~ ¥ X 3 -~ %% @ 3% (folpet) ~ = T B & 48
(fosetyl-aluminium) -~ = 3% % (furalaxyl) ~ %% #&

(furametapyr)~ 3 % # - A% - A KX & £ & (iprobenfos) -
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& ¥ FE] (iprodione) -~ #5 J& % (isoprothiolane) ~ & B & %
(kasugamycin) ~ % dcrk ~ 4845 75 7 -~ 42 73 & (maneb) ~ £
¥4 - K 45 A% (mepronil) ~ K E 4 - A KB E - XKABE
(metominostrobin/fenominostrobin) ~ £ ¢ 3% - #H L L - ¥
T 8 4= (neo-asozin) ~ B 7 s 3+ (nicobifen) ~ A5 & # M -~ B %
#F (oxadixyl) ~ F % E -~ % 5 & (pencycuron) ~ £ @ #
(probenazole) ~ # % & ~ F & & (propamocarb) ~ & I =&
(propioconazole) ~ & A & * (proquinazid) ~ & & B ¢ ~ b &
¥ (pyrifenox) ~ & s #& ~ %k £ & ~ B B & (pyroquilon) ~
# 3+ (quinoxyfen) ~ # 3 B A ~ B ~ & L A - wm £ OEX e
(tetrconazole) ~ & & ~ & # & (thifluzamide) ~ ¥ & % % %
(thiophanate-methyl) ~ 4 B 3b (thiram) - KX # = (tiadinil) -
ZHEF CZHKE - ZF% s Z R RBR s A REE
(validamycin) ~ & % & # #] (vinclozin) -

4 B B EALIEHEZ Y HE T 4 (Bacillus thuringiensis
ssp aizawai) > % T &2 B & & ¥ % & # (kurstaki) ~ & £ &
HARNRFF HHhrEE HBER@E - BFRAHA -

M = B B 4 # % (chlortetracycline) -~ + # %
(oxytetracycline) ~ 4% & % (streptomycin) °

H 4 4 4 # © B A # 2 (enrofloxacin) -~ 3 32 K B
(febantel) ~ “& 77 & #k (penethamate)~ £ % ¥ B (moloxicam) ~
88 78 B2 ¥ (cefalexin) ~ ¥ #f # % (kanamycin) ~ I ¥ X
(pimobendan) ~ % @& 4 #£ (clenbuterol) -~ B £ R o4

(omeprazole) ~ & 4 # (tiamulin) ~ B #f £ #] (benazepril) ~ &
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% (pyriprole) -~ 3 7 ¢ A5 (cefquinome) ~ A X & #
(florfenicol) + # 4 3% # (buserelin) ~ 58 7 % £ (cefovecin)
i # 8 £ (tulathromycin) ~ 38 7& *& =% (ceftiour) ~ + % %
(carprofen)~ £ £ 87 - = °f &9 (praziquarantel)~ = & X i o o

TRAMTRERARTASHEAT  AERAIILSHERE
BUTERATRAER &K - BRADE > w28
% oF oz 22 14 8% &5 (pyrantel embonate)~ JEHE K @ ~ ¥ @A -
(£t R -BEEY - FTHAKE TEXLaHE -

@ .p rpaEs KAk HEmA BAEA - KRR
EFCFRRF CERRCARABL -FRF - -BEBEEE - AR
REZ AL HMHK- - BHEEE - RHLBAF B ER > IR
AT FH% - £AB - EHAT 2B F(LH S-2HF)>
REH%E > EFrg - Z28 - ZAKXEd -FMALAZHFEF M
BT~ BT~ REIBAT ~ SRALT AT ~ 25
BT > FT R ook v 3k RXiEek v FRES - RREALFX
oo v RS iEed v B Kok v b RKEE - WKk~ &R K

® ok s EoFox s LBt AR AKB > ZEAKEA - =R KE %
RKEBRBR - AEH  HRIFR - RAERFIFHFHE EAA
A TFTEER TSRS ER  BADE - %t @ - EFERRH
B Bs - EHE KB B BN AEER - BABRBEYT - FF
ME - CEEX-AAHERA %~ B Ak~ RARE A -
Lt BBt E - AXRF Ao mAh - BBEE K
REBEF  -BIEER AT >~ FEF-EETALT > K4
B~ EFoR ~REIBRLT ~SHALTEAHAT - FH R
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T o~ T REed v R Rk~ Rk s RARES S FRG
ok v B G cEoep v A K iE ok - K iE ok s mwoekek v A B vk ek -
EF o XA - R KB - EFKA - ZRAXE4 - K
BRB ~-HFTREIARRLEBF S EEEHEARNTERERAS A
SADE bR EH o R B - EFHEKREA
HOEMK - AEE R CBRAEEY - FARAKE - T EX R
THE - BRER BB AKR RARLH - £ d - AR
B~ RARE - A4k BeH E e @B K - RIEE
%~ AR T CFTREHFBELE AT - A EREFR -
— Ao HBHNER/REE  EYH AT RSAEA A
ARILEHWARHERFEL - £ARXFLEHERXRT AEL A
FBEUB LEBREEAARARAARASMIAECF LR FHA
EA B LEERR>ZIBABALAAHNAAKEEFE - B
b R ERAZ B ERTELEARETAXEIXNIACSGHARAR
TFABMEXLEY HRERVLFTALERBABAETEMB EF N K

S BETAEBFRMMEEAD L EERBEE BEMR S R
Bl fe B AF KB 4F R I

PRE LR ERT AR I ERE TR AELEEHKH T
thzB A B EFBERARNFHENRE  HBFERAFE
B2 AYEZA - Bk AERALSGH(RAALKRKERAZ
EMRTBEERILERERAT)IZZHABET AN & & 5 #
FEADRGYF AL S - BOABAUTERE XA R BN
RZB R B MR REE - BEE - BER - BREL - BB -
LB~ TE ~RTH 8 ~ 308 - )ETMWH =8
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YEE - RBE K E > BLB4-F R R B c KB
zieb R aE N-Ritdy - Bk > RERHELSAFAILS
M(AEEN-ACDRE)A A ETHR>(EHEEN-ALY
R Bz @4 o

ARG Y RBEZEARDT T LAEABTLBARME L &
B BAERBEZABRBABRSENMBEF - ETRAEFL
TERAER REABEARIXFQEHE) AFRRLHR
B RSB TES  pHAE(EEE ) T R 28 KGED
® RARB AR BB ) ERAYZ (B B E (%
BAEB) ZENMAEADERRMEDE) E S AR
RE)-BE(RH/BERTHR) B EORBE RZFEH)-
A B(ABR2EBRR AR ARSI REROCEHGNRT
BMLMEE - RLHELHERARY  RLHUBERA-THLT
WEs 2 Ry >  RLUWHE - RLUHBEATHARE - -FAEHR
B B A& he B 2 F # & ¥ McCutcheon's Division, The
Manufacturing Confectioner # ik 2~ 3 # )k 2 McCutcheon's
% 2 % : Functional Materials, annual International and North
American Bk 5 & PCT 2B £ WO 03/024222 ¥ 3] i = 44 &

iR B B ho B
ABFRAZALLYTERSELERBAOFENTHRR {2
HREFERLOS - RIBEEIHERSIARSBHRE - HF A
ARr@mihBlzARY EZARD TRARARRAARLRAED
ERAYEES  —HERAITESTREZFAESAESZIKRSK
REABERBER - BAEER  EFHREY - B E B
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(spreader sticker)~ 4£ & ~ H B B R A B (B o A M AT
fitm)z B R Y FFEHBRELEEIDIE - BEEETEEHE
EHR(Bo# - ARELEZI B NRIABDAENES R
(Bllo e BAGHEFH)BARERD - REFFARD T
P B EHE - FRKD R BERREF - XE
BHEARWBELRBEBEALMETE—F & 4 k& H - H
BB E —REEEARDEFEITE  ReBREFAHKEX
ABERAILECHRRE ZEHFARDI-—EHTHELTH
TAREZALTALSHRBLER - KA MIERB T (E
ABA)FHR ~CTH B  THE-ETHE > TH - RKE
B~ MR - AH - ammitd - RAsmibsm ~ = F
MR ELEHZTREY  —HBEAFZARM(RA—HANABEBEF
ﬁ%%mza%%@ﬁ%%ﬁ%mﬁﬁé’E%%%%%
—HEBBRTARIFONFTERFHEATEY * K
Foo EME - R R KBE - RHE )RR RKEHE
o Mok - BB MR EBMY REFLEFMEATA
M@ oA EasbHBaRE -
BB M FLAOCE EFANTEH DR LK (F 2o
B BRE B - RBAFP)IZISFLEZRFTAEARTESG Y
BB E B W - HR -AET-HREaB)XT AN F 4L E -
B FALERRERBIEA T LA D OLE (B )EW > 8 > 2 -~ K
FES  WAKET  AFLAALERCHKHE - HHERE
S  AB AL TAHEENHRIBFLEAERELY -
ABEAHZILE D TENHGI MWL EIR/IARFEHTHIEF AL &
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ZBEERBRE

A HZILAH TANHR R ES BRI FALES
WHEEAY  BEHYRBLEFLGY  FERREY
o FzHHBER - ZFEAANHB(RHRIAAM)ARER
BYARLEAZ LAY RA LI BN EFH I MEEAR
ZREGHOmE S REXITHEREF B E L FF
% - B8 - BB K4 - R - FHHEKE - -BREBP B A -
- FE2E KRE - RNER/IZRFEMEHA) KB H

@ ris BAFAMETEGA L %54 &%

mME)ER > BEAAETHAZCLS D EGDA L ELLER
BE -

ABRAZALLG Y TEANHRABREFE LG D RE YD (F Lo
K- RWERBEL)- ARRERGHB B2 R~ X
2B -ARRDARIRAGHE - FAZLEBLR/XEBEB £
BzHh O FLERFERTRTLED -

AABRZ-—BREST  HUHUBREAEEHRGY AR

® RAEELGY  BHBEXEBE £ HRIZERBRETHT Y

BEAAILGMW(EAEEARAETBAR  HoAH) EALHILDY
HEROEERBEHD Bl oB) FHB o FRALF) #
HWl oM R  FHB oL EREE) EHBI o 5)
K#H Bl o R) #BHBIoEH) B - K 8 KFf -~ #
¥ RRAREBEEHYHLRZEZR A KA DR DA
BRER) . B & W H(Anatidae)(R & ~ 1§ R 45) ~ #% 4 #
(Columbidae)(#] 4o # & 4% F ) ~ # # (Phasianidae)(#] % 24
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W EE R K #) £ & M (Thesienidae)(f] &0 £ & # )~ % 48
#t (Psittacines)(f##l v K R 24 - 2 B HHL R BLAHE) - M E R
FRABEEB i E)-
BABAXILE WA ERRIFEZETHHEMRIE
AEMREBEEAEAMN HLEFELBBEALAAOLE ALY T H R K
E TG HEBNEF o Mo R4 - AR MBS 0 g
BREH 4 ot - 2HERXKE ESFH > R
T RBEH > A RABE - A BERBS -
wABRAm T  wE B 2RbaR(GFRMAET @
B FEPAEF & o &8 (&3 & # (Salmonidae)) &R # % 8
(@%ﬁ%&ﬂﬁmmWwwm%@é%E%ﬁﬁ¢°%&
BB XBXEHR AR G EHM - & (Serranidae) ~ &5 F
(Sparidae) ~ & & # (Cichlidae) & # % & # -
TRVERLGEDZENABTAZI T X OHA R Y
(BWwRR) RABY (B AR E)RA L EZLERHA
ZRE CHNZESW M T > A BRI FTE L L LA KB
B REDFE &R ERE
RO RFELGEDR TR EFAREXIARAETALLSL Y
i EXIFLERBAMATADYE O FTAZ(FERS
N BHEIVARNFALALEESE PR LRS- HE - R
&%) -
BEREAEAAIERRERARBANEGE N F £ R
LrHHEBEZFAESE wE "L, EROERE RS -
S RARBASL - BAEABRAMNNERG D (EHE - -BF 58 -

Qi
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U F R -HREG)ZELEBBLAESHRERA -
WHFTRHRAAREGEZESBENESEGMHE P R R
i HAFRESGRSE -
FH AL HIEL YA ERZREELIE(RBRA)IRT
5 B © M B % & B (Adcanthocheilonema) ~ % B % & B
(Aelurostrongylus)~ 49 0 % & B (Ancylostoma) ~ % B % & &
(Angiostrongylus)~ & m & B (Ascaridia) -~ = & B (Ascaris) ~
A & ¥ 4% & B (Brugia) ~ 17 0 & &% B (Bunostomum) ~ & #a %
@ 5 (Capiliaria) - T # % & B (Chabertia) ~ + # % & A
(Cooperia) ~ 3% # % & B (Crenosoma) ~ @ B % & B
(Dictyocaulus) ~ B % % & B (Dioctophyme) ~ % R & & &
(Dipetalonema) ~ % 38 #% & & (Diphyllobothrium) ~ & % & /B
(Dirofilaria) ~ % &% & & (Dracunculus) ~ % & B
(Enterobius) ~ # #% & & (Filaroides) ~ & F # & B
(Haemonchus) ~ B % & (Heterakis) ~ % B = B
(Lagochilascaris) ~ B FI % & B (Loa) ~ 2 A% & & B
o (Mansonella) ~ % % % & B (Muellerius) ~ & 9 % & B
(Necator) ~ @ %8 % & B (Nematodirus) ~ % & % & B
(Oesophagostomum) ~ § % & B (Ostertagia) ~ R B % & B
(Oxyuris) ~ &l % & B (Parafilaria) ~ & %= & /B (Parascaris) »
0 H % & B (Physaloptera) ~ B B B (Protostrongylus) ~ # £
¥ B (Setaria) ~ % R % & B (Spirocerca) ~ B % & B
(Stephanofilaria) ~ % B % & B (Strongyloides) ~ B & & B
(Strongylus) ~ ®& % & B (Thelazia) ~ 3 m % & R
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(Toxascaris)~ 3 4m & J§ (Toxocara) ~ #% % & /& (Trichinella) ~
£ % % & B (Trichonema) ~ £ B % 8 B (Trichostrongylus) »
W & B (Trichuris) ~ # & B (Uncinaria) B % R % & R
(Wuchereria)

A EMmE  BEUALARRZIGDORFTRLER A
R EBA - LEABREE  FRAAEE =KL LB - LM
K2 wmEB MoK AEB - -HLHRER-EZMHKER -
wER B4%A&RB - LHL AR @WAK AR L84
B~E2AB -2wmaLB 2wAR -  AELAEE - HO K o
SR HEBE SR EBREWER - F L ELR LB (G
W BHR AR  THREBAREGT R AR)EZZ R BHE
mMEWLRGEB (Ao FELEBRELEB)EEF ¥ 2 %
B MELKEB(ELvEBELEB)ANH T - M HEEF
A THNEaB T BooHALE A TAKE S
CR RS PN |

HHEAEARBAERAFI ZEREZIRECIE(CRBRD)
MF &R ERREE (Alaria) B % & B (Fasciola) 4% @
R & /& (Nanophyetus) ~ #% % R & & (Opisthorchis) ~ i 7 &
& B (Paragonimus) R t % & & (Schistosoma) °

RS ALTARBAEAI L L EAIHEELECKRMD)
AT & B - RBEEER - A LB (Diplydium) ~ & 5 B
(Spirometra) & #% & /& (Taenia) °

ABEBEZIRFAFLEAER AN ORER - RO K
&B - -WaER - BERAR  HRLAR  L@RAR W
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HRRBER LLRXREBEXRIZIABABRREET T
FERZEREZ2LEZHNFTLABAG & HEPRRKR
BB - HFERGER - BEBAREM4 LB RAARERE
BABRNGABALEBARLAB LI HESBE -
LA ELEBRMEALBRFTACEH: > BT RAN
BABFEAZILEYAER - LA H iy AN Textbook
of Veter'inary Clinical Parasitology, % 1 %, Helminths, E. J.
L. Soulsby, F. A. Davis 2 3, Philadelphia, Pa. ; Helminths,
. Arthropods and Protozoa, (Monnig's Veterinary
Helminthology and Entomology % 6 k), E. J. L. Soulsby,
Williams and Wilkins 2 &, Baltimore, Md ¥ -
ABALILBDTARBERFSZ M T EEZ(H A
AW REBLIERSDIIFAER)
BRABAETADOE LA FERHE L ERBRANT)
o~ B - B E - %A FALHEBRABMY o
AR WE 835 ) v A 8 (horn fly/Haematobia irritans)-
(horse fly/Tabanus spp.) ~ & # (stable fly/Stomoxys
calcitrans) ~ 2 #& (black fly/Simulium spp.) ~ B % (deer
fly/Chrysops spp.) ~ & & (louse fly/Melophagus ovinus) &R &
% (tsetse fly/Glossina spp.) > F £ MW G o §F E(F &
3% (Oestrus ovis) & % % B (Cuterebra spp.)) ~ & & (blow
fly/Phaenicia spp.) ~ ¥ # & (screwworm/Cochliomyia
hominivorax) ~ 4 & #8 (cattle grub/Hypoderma spp.) ~ ¥ &
(fleeceworm) & & § #E (Gastrophilus) » 8 F & 3 #] &v B &
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B~ E B R AP B (dedes spp.) - |

$heLAE T R B (Mesostigmata spp.) » 4] 40 E #| &%
(mesostigmatids) > # 4 # %% (chicken mite) ~ #% & #| %%
(Dermanyssus gallinae) ; # % > 3# %o B % B (Sarcoptidae
spp.) » Bl 4w N B %% (Sarcoptes scabiei); BB %% > 3% 4o & 5%
& (Psoroptidae spp.) > @ 4% 4 R 3% (Chorioptes bovis) R ¥ &
%% (Psoroptes ovis); & ¥ > 5] 4o & %% & (Trombiculidae spp.) >
B 4o b £ & % (Trombicula alfreddugesi) »

WA o KB B4 ke (Argasidae spp.) #] 4o
8% 4% B (Argas spp.) R b 4 ¥ J§ (Ornithodoros spp.) : # 8
¥ o 6, ¥ AR ¥ B (Ixodidae spp.) ' H)] 4w o 4z B FH %
(Rhipicephalus sanguineus) ~ % M K 8% -~ 22 K % %
(Dermacentor andersbni) ~ A2 Gt ¥ (Amblyomma
americanum) ~ J§ R & % (Ixodes scapularis) % & & 5 58 4% B
(Rhipicephalus spp.)( ¢ ¥ %& A7 4 #% (Boophilus) B ) -

AOFEH o RA > Bl P A B (Menopon spp.)R 4 R
#. B (Bovicola spp.) i & & * #| o & 8 B (Haematopinus
spp.) ~ &k 38 & B (Linognathus spp.) % % #. B (Solenopotes
spp.)

Bk L 45 5 o #5538 & B (Ctenocephalides spp.) » # 4 X
% (R # 3 % (Ctenocephalides canis)) &R %% % (%% # 3@ %
(Ctenocephalides felis)) : & % /& (Xenopsylla spp.) » # 4o Ep
A & % (Xenopsylla cheopis); R % & (Pulex spp.) > # 4o A %

(Pulex irritans) °
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% A 8 3 o K & # (Cimicidae) &% #) & & & R &
(Cimex lectularius) ; 4 38 ¥ B (Triatominae spp.) & % 4
% o RS A Mk . B ko Kk 44k ¥ (Rhodnius prolixus) R 4k ¥
B (Triatoma spp.) °

BE o FE s B A F - B RS A

FERHLBHEUWRLEREABA  GTHRHEHFLELZT AA
HAZALTAABRARAGH T HAR R LA D Z RAE -

LA RFALAEFEATADALART T S 4> A

@ mmaAnHoHMAER o K F N A RN

Medical and Veterinary Entomoldgy, D. S. Kettle, John Wiley

AND Sons, New York and Toronto ; Control of Arthropod

Pests of Livestock: A Review of Technology, R. O.

Drummand, J. E. George & S. E. Kunz, CRC Press, Boca

Raton, Fla ¥ -
ABRZIALAH R THARISFAS > 4 8
W 4o (32 ) A ¥ (Lyperosia irritans) ~ 2 & -~ F & - 35 %
‘ (Hydrotaea irritans/head fly) ~ #% HE & (Musca
autumnalis/face fly) ~ £ 4 -~ f§ £ & (Morellia simplex/sweat
fly) ~ B & ~ 4 & %8 (Hypoderma bovis) ~ & & & (Hypoderma
lineatum) ~ % % % & (Lucilia sericata) ~ 47 % ¥ (Lucilia
cuprinal/green blowfly) - & #& (Calliphora spp./blowfly) ~
t% % B (Protophormia spp.) ~ ¥ % % (Oestrus ovis/nasal
botfly) - & ¥ (Culicoides spp./midges) ~ % & & (Hippobosca

equine) ~ %5 § & (Gastrophilus intestinalis) ~ & B B &
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(Gastrophilus haemorrhoidalis) B £ § % (Gastrophilus
nasalis); 3. > # 40 4 & # (Bovicola bovis)/ 4 £ & (Damalinia
bovis) ~ B £ & (Bovicola equi) -~ B & # (Haematopinus
asini) ~ 5% P & (Felicola subrostratus) ~ 3 & (Heterodoxus
spiniger) ~ # %8 # (Lignonathus setosus) % K ¥ % 3
(Trichodectes canis) ; #§ & > 3% 4o ¥ % & (Melophagus
ovinus);, R ¥ > ¥ 4o & %% B (Psoroptes spp.)~ B ¥ (Sarcoptes
scabei) ~ 4 R % -~ B F5 ¥ (Demodex equi) ~ & ¥ ¥ B
(Cheyletiella spp.) ~ $5 % Br ¥% (Notoedres cati) ~ % % /&
(Trombicula spp.) R B & % (Otodectes cyanotis/ear mite) o
AHE R ZE B AHEED B 2F K > #od B s
BB E A% 2 M 4 & (drenching preparation) ~ $8 fx # -
WAl - Bz gbol)  EFRLBALRMBAZH A K
F o RBEBEELHEKT B EH(EEMLAN -~ ETF
BARA - BEERIAHEAN EBELRERTF
TAERA IS DAL EYZTETHRR AL KA
%o AT o Brai B XEBRT c ARBFEALT
HEFELEDEETHERSTEAFREKREZET - F > ZELEDY
FEERTT A AR BZ Ay -
AEAZIILEHTREHNBABART » #Floo X LT
RBEORTZEERARDHBART -
AEHAZIRITFAEGARAD BN L S KEHAZIS
Yo REABRAEWELEDZEETHR> L N-Ribh B - —
REBRBLER2LAKREEZLTHETZIEE RS %5 KB
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LM TAHRRELLRB B0 RFEHRE H ok s)
ERBEZERAEAEFZIRBERE - A5 &8 KA
AR BARA T RS BEFRATIBERRESE &
BN PDHEAR KT L EXRIKEL E - B b /£ #
B MESTFARBIMKAEATADREZAZTACGCHEARE
E o HOASRFLEAAREZAEALLSY AFEAAELR
HEMBERR>AREY — B AL -
HNEEHKA  NMARETEHIFEHBREM
® TR BRHZAELSHTUABER - BERAARM A AR
MR AREBEETYT BT 2AH B ER RBRIBR/RS
BBz 4E A e
ABEAZAAH A TEARANRREZHRERH
E o AN EHZB R AR OEKRELEY XN FRRS (F ko
EMALAMZBIZKRKER BEN S A 0 B B AFE KNP
Bz iR UBX B LA TR LELRAREZIEHERTY - 5
o FHIAEAHMZIBREFRTERBEREB T RE - @48
BEMEBHOEE S (B XRb) BB EG(HD
B CERZEHBE)IM R EETR)-
KMHEEHBERTAAEMWR IFRBEZIHME » #F
B F A B ETH LEABERRHER ANEITHZIARDY
TRERMBABl o RERLSBHESTEF)IER - &L 7
RS TELAREAATNALCAHH WL EAEART KA
e REK -
AT a2 AFRA IS YT T A B RS
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ABEH BZERBLFARYTEEHEANANF 0o F T RIUMW)RH
BN &K TFELHEKT -
FAERAZICEHDTHLBANRES Y B KD E (H &
A E ®EL2ETHESZHOILRMYK) 88T X % H
BB > XA IEMITAM(FEo(FRA)MERB)Y X & 38
Ao A% B 4R o
/EMET 71‘%*‘5}%2&/\# T 4E A e B A K
SEHEER Bl (FRN) R AT K = &
mp LKA Aty nasHEEwxe @
ABREEAT  BEELTEORLMII NG
BIHEZEZEREHN - ANBABZEXERAZRZ P & 5 o oA
BAZBEREATERARUASEF LS LA LB B X
B(How AL BRBEH)OH KRS -
ABERALCEEDTEAEANNDNEDSG N PREZLSE N
B8 o R TFRERRBEL2ETAHAMN - Bt o £ 542 #
ZEHEMBEREL AL HZILA YA LA T ZIRFTFEEAK
RETHREAM R LB D R LRl EA N (Bohs -9 O
BA)ZBRE - B RB O BRFHA(FFRBRFTFAEEZF K
EXAEALEGHZN 88— REBREABASBRAARD
BUORTFLEAABMRREFAHRBREZIBE)RED Y £ % F
A RAEMAEALAYREZIHUARADEAEFREE -
HPRBER(RIPBREZTARLK) Lk - B F R -8
B~ BB B g A KRAE - BB BB BE R
% (rumen-retention) R € # /K /&HF R H XN X & 0 & & > K H

.

ﬁéﬁﬁ
B
T
ﬁ

AV%H
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Azibtbm TRLBARFTPLANE OB FTARDZE
S B/ LB —AREER HBARABTAED (S o LB E
M HERE LABE) BHPWBERERE DS RE
Ky BLEBRN) BEFRTADB o FAELEFE
B FRAE4 T LEBAEALE ) ZaE A (Bl B K
Fa  PMBIRALAEZLY B RLHE - R HwnB R
Bl ) o 2 20 > T HwBEBR (o RAEERE) B ABEM
R BRLEH R RE ~ FHAE - BREBE)REHREAMN - BB

Q@ cum v sABRH (BT RAE - EHE® - HHE
BeE - LB BHRYBREBI)IREBEZ AR AR OE
wFEEMERTHEL -

A—BEBES T AFHAZARDEAERKRT AE R/
XTRARAZAES(W o TARAGERB X TRAKE) A&
HRAMBEEAKRFEZIGHAEETH IR - ORR/IRF
% U HNBORTFAFRAZIALEY -

CURFLESEAADEIREAHRB X » B KRB £

® ZASHEAN  BHAHIEZFEREY  LETFRE
FHzEaR Y TRAFAZTER>ZINS S TELaTRES
WAk HEANEFIRAALCTXNBANETHE

ZHMZABRSRENO R WE c WEF BT OO oL
£ RAEF-ILERB - -HwmAR - WEBB - KZHE
B#FE -
AHRAZIAALU R TERG T o2H ERHNCGELTT
BRAREHEBE)ARRAT AR (BB RFGES
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&) -

A RBERAFE2ZAERY T aHFERAI B @ #H 4o
BHT(T % 4t‘;’«1§¥2€)°32ﬁ§u4b@1:@%»x 0.1-5 & 4tk
(wt/vol)z HAe o —SFRYETEHEE (K BE)RE
mEREE AHEFOHEHERT AR LERZTAERY
(pour-on formulation) ¥ 2 % R E#H B & 3 +t wix & B &

KB R BB Mh C-Cla S EE 2 FEE/RELES b
B - b BEAE ~ b BEE LB SRR H A AR K BT
Awt - ANABAF S22 A ZARDBREC 2 HHE
# o EHRHZHE N BIERY %A S B/ SR BB A
éi&%ﬁ‘dh%é\’db%ﬂfrﬁ%izaﬁ&&#’%ﬁ*’Eﬁe@léﬁ?ﬁ-%ﬁk&h\ﬁ
%m&%ﬁ%&ﬁﬂzﬁ%%¢’&ﬁﬂﬁ%ﬁWﬁ%V
BARMRE - AR EURESEEZIALRRRRBEEFRN
AZXREAERY -

TR AHEHBRARBELASAYAFAFAZZEAEERE A 4 -
EEBARAILRABRAKMEEYA A ZEEHEB R B 2B
EHl AN TR A THERAFZ_F ZHEZFHREE -

FHAEFTALARBARAETAYATZIHRAEMB o "B
EARE )RR ALPUTHREOLE ' B 5 FLBEH
FELYYE - -FELEYDZIAEATEHR - L£HFHE-H KD
i~ E & (timeofyear) F XM K& 4h - H{AITAH ~ 7
BAiATAH - BRBEERE  BERAEBMRF - T A K H
TEHGHEZERFLAEAMATALAYB EREREZLR
TEABE °
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—RREPEKREZ2RAEMET ABRAXIILCLEHUABRTA
ERTFHRBEMARXRFTABRFIHEZTADREZ G Y
AEBREHY -
REARXEZAERTHRAZESORRKRBEREFTFLA & T #
FEAYERAREFRETHZIHAMEIMNRT»ZIE - B ET I
BRI ERBALETEARXETHAABRTA S 88 2 % %
oA anrth FMEREAARFEZER  BRFLE
1’3‘#&% A e - xFEZ2EHD > EAEXRAEBEMY
@ .y nsABELEAE2ETEARERRARER
HPNBoRFELBERTFTHMET > A4 BAFHMRBR
Fz AL R MIBETLARES 2R HHEEL 0.0]
mg 24 100 mg B #4444 00l mg 24 30mgZHEEBBA -
ARREAADRTOHZ O RBE NN REE AL S 1
—REHNYBHF R -HBBAHNBEBR-—REZHE 6 A — X
ZHEFHMEMBRAEA/SERL - FA - RZIZEFHR BOFEP
BERAmHYRTFLEEYD —RI)FHNEAEFEE -
AT K #6653 0A (2R RH)KEH -
AHERARATHEE ‘s=84& [ bs=R % ; d== F % ; dd=
# o FE dt=E = FgE = F % [ tt== = F % ; q=w &
# ; sept=t E% s m=% ¥ ; Me=F 4 | Et=C & | Pr=A&
g [MtH] + =9 F
HE#FzaFESIMH =0 FRETFTZIHTFE -
£ B A F LC-MS F A R 2Bt &4 -

XA 5 Bu=T X  M.p=8 % ; RT=
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¥k A
MS | & & Waters 2. ZQ % %A (E 48 wistr B38R) - F1bx 1R

bk o EBETFAL > &% (KkV)3.00 0 cone (V)30.00 0 RBEE(
C)100 » AEAE B E 250 (CC) » Ak 4 A AR R (L/Hr)S0 » 5448
$OR R (L/Hr)400 - B 4.8 - 150 £ 1000 Da -

LC

R B Agilent 2 HP 1100 HPLC : (58 MR R E E > wa ¥ A > %
HERAIBBRRIERSR -

% 4 : Phenomenex Gemini C18 » & & (mm)30 » P 4&(mm)3 - B
(um)3 > & ("C) 60 » DAD & & %2 B (nm) : 200 £ 500 - = E|4H & °
A=005%v/v FEE(F KPR B=0.04%v/v FEE(AT A5/ F EE(4 :

DF)e
B R (5-48) A% B% AR (E I/ 54%)
0.0 95 5.0 1.7
2.0 0.0 100 1.7
2.8 0.0 100 1.7
2.9 95 5.0 1.7
% % B

MS

& & Waters 2 ZMD g A (£ 48 mikir G 384R) » 871tk @ E°F
B Bk E3FE 0 2% (KV)3.00 > cone (V) 30.00 » EHE (V)
3.00 > RBBECC)S0  EHAEHBE(CC)320 > EEERBR R
(L/Hr)50 » 55448 4742 (L/Hr)400 » ' 4.8 : 150 £ 800 Da -

LC

& B Waters Z Alliance 2795 LCHPLC : m A ¥ # > BT TR

KB F AR S -
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% % . Waters Atlantis dc18 » & B (mm)20 » /3 4& (mm)3 > ke B (um)3 »
78 £ (°C)40 > DAD % & % B (nm) : 200 £ 500 ;& B4 E  A=0.1%
viv B EE(AK PR B=0.1%v/v FEEA T F) -

BRI (548) A% B% AR (E T o4E)
0.0 80 20 1.7
5.0 0.0 100 1.7
5.6 0.0 100 1.7
6.0 80 20 1.7
|
ik C
MS | & & Waters 2 ZQ ¥ #&(E 8 winir §#R) & Tk EH1RE
At EEF1b £43%(kV)3.00 cone (V) 30.00 > 2 B & (V) 3.00 -
RBBECCI0 AFEHEBECC)200 > EHRERBAR
(L/Hr)200 » &4 4E40m #% (L/Hr)250 » 24 E © 150 2 800 Da -
LC | & B8 Agilent 2 1100er Series HPLC : WA ¥ /& » oA ERA TR A=
® FRAE R 7 RR E -

% * . Waters Atlantis dc18 > f& B (mm) 20 > /42 (mm)3 » #r B (pm)3 >
B B (°C)40 > DAD & & % B (nm) : 200 £ 500 ;& & E 1 A=0.1%

viv B EE(A KPR B=0.1%v/vV PEE(RTE F) -

B Fal (- 48) A% B% WR(EFH/ n48)
0.0 90 10 1.7
5.5 0.0 100 1.7
5.8 0.0 100 1.7
59 90 10 1.7
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% D

MS

R B Waters 2 ZMD 4 #44 (B8 mikir G R) » 2Ttk 8
B AN BT 244 (kV)3.00 0 cone (V) 30.00 » EEE (V)
3.00 » RBRBECCISO BB AFHURE(TC)320 » R4k RAL AR &
(L/Hr)50 » #4880 3% (L/Hr)400 » & 48 : 150 £ 800 Da «

LC

R B Waters Z Alliance 2795 LCHPLC : W ¥ 4 » BB TR
X =ABER R PR S -

% #x ¢ Waters Atlantis dc18 > & & (mm) 20 P94& (mm) 3 » 5k B (um)3 »
B B (°C)40 > DAD % & % B (nm): 200 £ 500 ;5 B4 E 1A =0.1%
VIV R EE(AAK )R B=0.1%viv FEE(ANTH P) -

B F (5-4%) A% B% MR (BT 548)
0.0 80 20 1.7
2.5 0.0 100 1.7
2.8 0.0 100 1.7
2.9 80 20 1.7
#% % E

MS

4 8 Waters 2 ZQ & s (BB wissr §#HR) #7104 S5
b BT £ % (kKV)3.00 > cone (V) 30.00 » EE % (V) 3.00 >
KRR EE(CC)00 » F 4 AE BB B (T C)200 - i Ak 4 A B S

(L/Hr)200 » 7848 80/ % (L/Hr)250 - 2458 © 150 £ 800 Da -

LC

& B Agilent Z 1100er Series HPLC : @ o i » B E AT R A=
2t R IR R
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% }x . Waters Atlantis dc18 » & /& (mm) 20 /4% (mm) 3 » e B (um)3 »
B E("C)40°DAD % Kk % B (nm): 200 £ 500 EE#HE A=0.1%
VIV FEE(PK PR B=0.1%vVvIvV FEE(R T F) -

B ol (5 4%) A% B% AR (E T 5 48)
0.0 80 20 1.7
2.5 0.0 100 1.7
2.8 0.0 100 1.7
° 2.9 80 20 1.7
k *x F
MS | & & Waters 2 ZQ 5 #&(E 48 wiRix G 3#4E) B-Fbx: 4R
et D g BEFE 0 £4 % (kV)3.00 > cone (V) 45.00 » RRBE(
C)100 » FFIE SR E (CC)250 » 44k A B AR (L/H)S0 - JB44E
Ak (L/H)400 > 2 4.E : 150 £ 1000 Da -
LC | 2 B Agilent 2 HP 1100 HPLC : B AL — A ¥ » WmBAF
® HER_ABBEIAR S

# #x ' Phenomenex Gemini C18 » & & (mm) 30 » 4&(mm) 3 » K&
(pm) 3 ;B E(°C) 60 > DAD % & %2 B (nm) 200 £ 500 - 5 H| 4 K
A=0.05%viv FEENKP)R B=0.04%Vv/v FEE(WTH/FEE4 .

1F) e

B%Faﬁ(/;y\é‘i) A% B% fmi(%ﬁ/ﬁ\ﬁ)
0.0 95 5.0 1.7

2.0 0.0 100 L7

2.8 0.0 100 1.7
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2.9 95 5.0 1.7
3.1 95 5 1.7
F %k G

MS | Thermo Finnigan Surveyor MSQ PLUS (B A8 wig4x H 3%1%) > 3¢ -F1t
% AL Z BT 0 AR M A B R8T 0 £4a % (kV)4.00 > cone
(V)50.00 > RBRBECC)350 TE%E : 110 £ 800Da -

LC | Thermo Finnigan Surveyor LC @ /A4 A EE » wa¥# » B i
HEREAABREIERYR -

E 4 XTerra RP18 » & & (mm)50 » P34&(mm)4.6 » s B (um) 3.5 »
& ("C) 30" DAD % k 68 (nm): 200 £ 400 ;5 E| 46 & A =0.05%
viv F BE(# K F)R B=0.05% v/v FEE(NTH F) -

B [ (5-42) A% B% MR (E T 54%)
0.0 90.0 10.0 1.7
3.2 10.0 90.0 1.7
5.0 10.0 90.0 1.7
5.2 90.0 10.0 1.7
6.0 90.0 10.0 1.7
¥ % H

# ¥ | R & Waters & Alliance 2695 HPLC : ;A ¥R AL B — ¥ & -
HPLC | B EFA TR —BHBEF| AR S -

%4 : Chiralpak IC » & & (mm)250 > P34&(mm)4.6 > 4 & (n) 5 »
& Emm):220nm > BECC)30 BE HEEELHE kK

84



1487486

20:80 5 x5t 4% SOulL ~ Rk (EH/948)1 -

Fx J

MS

& B8 Waters &9 Waters ACQUITY SQD & £ 4& (Single
quadrupole g #:4&)

BFILH ik BER

Bk BT

E2m% (kV)3.00~ 4 (V)20.00 > B E(V)3.00 RERBEC
C)150 » ;E #8452 A ("C)400 » # 4k A B AR (L/HN60 > &
WHEHOMEQL/Mr)700 - F 56 H 210 £ 400Da -

LC

B LA F #4544 49 Waters ACQUITY UPLC
CE® A K/FE 9:1°0.1%FERAEE B: TH,0.1%FEk )

B (54) A%%) B (%) ik (EF/54)
0 100 0 0.75
2.5 0 100 0.75
2.8 0 100 0.75
3.0 100 0 0.75

i

R A 30

mm; FTAAERE: 2.1mm; R4 1.8 $#4k

Z A AE ¢ Waters ACQUITY UPLC HSS T3 ;

mE T 60°C-

85




1487486

T pl 1 4-[5-(3,5-R-XKA)-5-Z R F A -4,5-= & -
EDSod -3-K]-N-[1,2]= B 8 /% -4-% -2-F X -%X ¢

B AR (
T B AR L S-CB-zEmAmamA-2-Z8-TA/ AR
Ao Ak-m k)
H SC)J\\
o=(N—CS
o) 0o

M P RmEBE2Z28-TAEXABABKA-I-Fimii KX &

% - & B (Synthesis (1998),(8),1113-1118)(» = ¥ £ ¥ & &
CEA)F)RFMLEF(68S ER)(MN=FEATFEEKG EH)
) AEBRTHBZRERBR  REBEBREWEANAKF -
BENBROETEZFEERBRBARKT A MIFE 220 £ A2 M E

Hoo AL mERKE  FAHBEHBENLLE  EAET
FUABIERAEBE MFE AN 110 EXLHBRAEY -
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'"H-NMR (CDCl;, 400 MHz) : 4.80(m, 1H) > 3.90(m,

3.10(m, 4H) » 2.40(s, 6H) » 1.40 (s, 9H) -

B B [12] i 8B kR-4-A-BKFBE=R-T &
H S
N [}
o=(—C
£ E
X -7

*sf

am

I

£ B
freg INBRIEMARE 1) H - FeBBRLALEE -
Y = 5 (25 £ S BB > Ktk BN 0.1M s Kk &

1H) -

BT MLE S-G-rHmARBEA2ZR-TARAR
AV G300 B AN LEG EAH)F BB RSE 2.5 %

R &

BROOEH) - EEZBTHHEREZLSH 1B FwmIMZE
BB BMIERT AES c pEEKRE > UNKIT®R - BHE
MR LBEETYABEBMBFTHNEZRAEH(TIO ZE L) -
'"H-NMR (CDCl; > 400 MHz) : 5.00(br s,1H) > 4.90(m, 1H) -

3.15 (d, 2H) » 3.05 (d, 2H) » 1.40 (s, 9H) »

S B C:[1,2] s 8 R-4-2 K

3
HZNIH-CS

.CF,COOH

") .
4o F 3% 5] 3*}"%Bﬁﬁii%‘?'i— BOC 4% # & M 4% 2] 4% A2 1k

tHh(=ALEHB) RAERM/ T —ESHELER -

% B D: 4-[5-(3,5-=— & -% £)-
E]-N-[1,2]— i 3 8 /% -4-K-2-F A -X F 88 &

5-ZATFE45-—a-ElE4
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WEHRY 3 SHCALEETBRBSMREADRYEAR
It &% (40 £ %) M.p. 73°C ; LCMS (F 3= F) 2.20 5 4 -
M-H 519/521 - '"H-NMR (CDCl; » 400 MHz) : 7.50-7.30
(m,6H)* 6.20 (m,1H)>5.35 (m,1H)> 4.00 (d,1H)" 3.60 (d,1H)>

3.30(m,2H) » 3.20(m,2H) » 2.40(s,3H)

]'\ \
bl
-
g
ES
W
\I |
=N
b

Iz

Tl 2 4-[5-(3,5-— & -KX %X)-5
o -3-3]-2-F K -N-(R)-3-fal & X -BE Bk ak-4-£)-X F &
B (4t 44 B1)

1) (COCl), DMF ¢
2)D-F 4 A8k
Et;N

% 3R (0.122F A )w A 4-[5-(3,5-— R -% £)-5-= &
FRA-45-—R-ElE4-3-A]-2-FEA-XF OS5 %) (BR#E
WO 2009/080250 rr m HHI)N R FR G EH)F &4 iE
R LA o —H NN-—F & F&k( “DMF” )z 4% » £ 3B &
BETHHRERLASY 1818 - g RERLAS W R EMIF H
Ar B ROBERLCY  HHET-ESHBERAMAEE B H

4@ 1E o
# D-B 4 ABK QI ZHL)VWABALH (A5 £ HL)R = T
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BRO1IZANFRQCEHR)THER - £ 50 'C BERE

RAM L6  RERAMEKXRLIHKET

Ao FHABERTRE R BHEBEMNLEBERESE - -REY

B LB REFEHELCGERR —RATFTHR/T L8 5%)Mm 7
P A& B BOBREILSHW(Q28 E L) 'H-NMR (CDCl3- 400

MHz): 8.60 (s, br.,1H) > 7.60-7.45(m, 6H) » 6.40(s, 1H) >

5.05(m,1H) > 4.85(m,1H) > 4.20(t,1H) » 4.05(d, 1H) -

3.70(d,1H) » 2.50(s,3H) ppm -

®
Fawpl 3 4-[5-C35-— R -XHA)S-ZRATFHA-45-—a-£[5
o -3-4 1-2-F A -N-((R)-2-F A -3-f & & - B Bk ok -4-4)-
X ¥ 8 B (b4 4 B2)
T B A ((R)-2-F % A A -EEekok-4-K)-1% F 8L = &
- T B
H @)
N""§,‘\,\
#(3-f A A -B Bk ok -4-K )-8 F B = & -T & (1.01

%, > 4 Chem. Pharm. Bull. 2002 > 50(4) 554-557 #f ik & 4 »
M)-BHEAR)EN_TFTEHBFEROCEA) BERASHE O
"TCURBANOOEL =K TAILSEY - £ 0OCCHEHRE RS
Ml R AN TI0O ZER TR EEEHRHERE
A 3 N BRERLASMEANAKTURA T & F R
AR -RBERAFTAFRBER  ERBMAXRAAR LR
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EPHREER - FHASELEEYREEW(R)-2-FA-3-/I &
KBk ok -4-K)-B Pt = &-T 85 (140 £ %) - LCMS (F
= A)1.11 4 4% » MH* 217 ; '"H-NMR (CDCl, > 400 MHz) :
5.20(m,1H) » 4.70(m,1H) » 4.55 (m,1H) » 4.00(dd,1H) -
3.20(s,3H) » 1.40(s,9H) |

T BB (R)-4-8 K -2-F K -2 15 & % -3-8
o
HzN""gl‘\l\
.CF,COOH
O

B A 6 ((R)-2-F & 34 A -2 [0 ok ok -4- 2 )- B
EA)VER R FTRG EH)UAMAZ A
LBHO2EA)FURE - AFEBTHHERERLAY 1 0%
u&ﬁﬁz{w%—z—;mums’rﬂ(lz)'étﬂfzs 2-F & - R[5 ek o

3-H(ZACHE) REBEB/ T —ESHER

¥R = &%&-T 85 (108

$ B C: 4-[5-(3,5-= f-% A)-5-Z 7
3R ]2-F & N-((R)-2-F & -3-f0) f K& -2 [ ok o -4- 2 )- %
W OEE M

# O4-[5-CBS5-—R-XA)S5-ZRAFHA-45- - H-ZE%
S3-K]-K FPEE(17S £ &0 40 W02009/080250 A7 it Ao 34 B 4)
EZRAFHREGC EA)T OB FRMWALHERO.05 ) %4
BN B _FEBFER  L£ZETHRFRERLSH 2 /)
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B 3004 UAAEAEZTAEZB DA H & E&ERB(EA

et 170 £ 45) Bt BBEAILHENR KT RQ Z

F) URLEETBRRAATHABEHERBNOANEZ LB

(035 FEA)AR)-4-BE-2-FEA-BZE4K-3-8(FSHBF A

BEEW _ATHRQCEH)THER-EFTETHERERH

R > BAHBBURBLBECLEER - AKT A HB =

R BBKBEBEMNELIE BERALEAZETRE - HRB Ml

(P RR BOKR/LCBRUE)FIABRMZALELY

o (70 £ %, ) M.p. 87°C; LCMS (F % A)1.99 %4 > MH'

516/518 - 'H-NMR (CDCl; > 400 MHz) : 7.60-7.40(m,6H) -

6.45(m > 1H) » 5.00(t,1H) » 4.87(m,1H) » 4.10(m,2H) » 3.70
(d,1H) » 3.25(s,3H) ° 2.56(s,3H) o

RBEMUETRE 3AEF EHHBUNTALAH 4-[5-(3,5-

—HR-ERA)S-Z R FA-45-— B -BEE-3-%]-2-F 4

N-(R)-2-ptm & -3-Rl A A-Bl5t%h-4-K)-XTF&m(U S

# B3) (AR AEBRHEALT R AR ELR) 4-[5-(3,5-

® —HR-ER)S-Z A FA-45-— B -B B2k -3-4]-2-9 &

N-(R)-2-¥ A -3- A A -BEEd h-4-A)-XTFEBE(LAL D

B4) (A ¥ A2 A S HE AR EILH): 4-[5-(3,5-= &

£ A)5-= A F £ 45 = K - B [ ek -3-41-2-F &

N-((R)-2-(22,2-Z R C A -3- R A K -E Bk hk-4-K)-X ¥

B (bS ¥ B (A 222-Z A AR FIRBBEEMEAL

5B A EAIB) 4-[5-3,5-= R -2 £)-S5-=Zf# F £ -4,5-

o
p
ﬁg ]
h3

SR BRIk 34 1-2-F A& -N-((S)-2-F £ -3-1 5
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Hh-4-KA)- K FEE (A4 El) (#(S)-38 %4 £ 8 M %) o
E el 4 4-[5-(3,5-— R -E HA)-5-= &

¥
o -3-K]-2-F A -N-(R)-2-Z A -3-fl & & -Z[E ok ok -4- 5 )-
K F B (b5 4 B6)

it
%

FEH A (R)-2-THA-3- A R-BE5kok-4-4)-85 F &

-T B

G- A K -BEEo oK -4-K )-8 F B = & -T B (0.2
% * 4 Chem. Pharm. Bul. 2002,_5'04(4}) 554-557 A7 i H 4 A
(D)-3% % £ 8)% 7 T B (20 B ) ¥ » % % fo A 5 5 47 (0.69
#) mAb47(0.175 )R B T (0.13 %) £ 140°C & R J&
DEMAERBREE T o 1 8- FRERAHNDT BT ER
KZE DRk RAKRBRITEAEME  RIiEBEBEEMNELIE -
AEZEZTHRZTER REAHWEETRERHHHAELCGIFR R B
Cf/T BT B)MFE A K EE B ((R)-2-T A -3-4 A4 -
BBk odh-4-K )-8 PBE=%R-T8E - LCMS (F % A) 1.29 4
4 > MH'(-BOC) 131 ; 'H-NMR (CDCl;,400 MHz)
5.10(m,1H) » 4.75(m,1H) » 4.55 (m,1H) > 3.95(m,lH) -

3.60(m,2H) > 1.50(s,9H) > 1.20(m,3H) -

B B (R)-4-Bx 4 -2-2 £ -2 [ o4 9 -3-8A
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Q
Hleu- N\/
CFCOOH I

wE Bl 35 % BAtnx BOC 4 3# £ M & 4 (R)-4-
Ak -2-CA-EIBAR-3-BA(ZACER) HAEZEHT —
B HAREA -

S HC:4-[5-CB5-—RA-XEX)S5-ZaAFA45-—8-&FE4
3.4 1-2-F A -N-((R)-2-Z A -3-f & £ - BBk ok -4-4%)-%
@ vFax

W Ewp 35 H CrRrE&®MABERBSMRELE R
2 AR A (160 & %) - . 140°C; LCMS (# #% A) 2.05
5 4% - M-H 528/530 - ‘H-NMR(CDC13, 400 MHz)
7.60-7.40(m,6H) > 6.45(br s,1H)» 5.00(t, 1H) > 4.85(dt,1H) >
PS 4.10(d,1H) > 4.00(dd,1H) > 3.70 (d,1H) » 3.60(m,2H) -
2.50(s,3H) » 1.25(m,3H) -
RBHEMT RS LA F kB H R T AAS M 4-[5-(3,5-
T R-XAE)S-ZATFAA4S5-— A -BEB4-3-K]1-2-F K
N-((R)-2-(2-F A A T £ )-3-l A A -E ek h-4-K)- X7
BBV B (ERTHERAAKS 2-B-1-FAX-TheIK
AA B ) 4-[5-CB,5-—R-EA)S-Z A FA-45- 8 -EE%
3K ]-2-F A-N-((R)-2-T A -3-EX-BEEak-4-%)- X
FEBRULAS Y B) (A TARAEALHE AR AR

93



1487486

4-[5-(3,4,5-=Z R X A )-5-Z A F A -45-=— & - & [ = -3-
A1-2-FA-N-(R)-2-Z 4 -3-l A A -BEak-4-F)- KX ¥
BB (b4 4 Cl)» 4-[5-(3,5-=— R -4-% -2 R)-5-Z s 7 &
4,5- = -BE ok -3-4]1-2-F & -N-(R)-2-Z A -3-l & A -8
M5 ok ok -4-K)- K F B (LS % C2): 4-[5-(3,5-= & -4- 4. -
AE)S-ZAFPA-45- - R-BF4-3-4]-2-F &£ -N-((R)-2-
CA-Z-RHAKX-BIE2H%-4-K)-XFHEE (s C3);

¥R -4,5-— & -2 2
K -

4-[5-3,5-Z R F A -4-R-X K)-5-= &
o 3K ]-2-F A -N-(R)-2-Z A3 A £ -EEotko-4-2) @

RPHBBE(LSY Ca); 4-[5-C-A-5-A-XA)-5-Z f 7 A
4.5-— F -BEok-3-£]-2-F £ -N-((R)-2-Z & -3-f & % -2
S ook ok -4-K )- K F BB B (b4 4 C5): 4-[5-(3,5-=— & - %
A)S-ZAFEA-45-—8-F54-3-K]-2-F & -N-((5)-2-2
A-3-MAX-BlS2H-4-K)-XFE@EULS 4 E2) (A (S)-

BY% ABMEL)-

Q

-4.5-= &, '

¥ A
CEME ek -3-41-2-F & -N-((R)-2-(2-% % -2 % )-3-/

bl

&4 4] 5t 4-[5-(3,5-= f-% £)-5-=

A RK-EZE4%-4-K)-X F 8 8% (i1t & 4 B9)
F B A ((R)-2-(f % -T XA )-3-1 & X% -2 [ o o -4-
A )-B F BE = & -T B

O

N\/\OH
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B OB- A A-EBossk-4-K)-8 F &8 = &-T & (0.2
# » 40 Chem. Pharm. Bull. 2002,50(4) 554-557 f7 ik # # A
(D)- B %4 A B )E N T B (20 £ ) > K 1% fm A\ 5 B 47 (0.69
#) #ib47(0.175 )R 2-2 L BE(0.137 ) £ EBTH
HRE | B - FRERLRSHWNTLELERKZIETE
BRAK - -BXTEAABRE  RBLELEHHBMNLE - £A
ETHE+HEH REEADEEFRERHBAILLIRR BELRK
/BB )MRBEAHEFZTLEBDREG((R-2-2-82 5T £)-3-1
o G A -BEokH-4-K )-8 FEE=4%&-TH8 - LCMS (¥ % A)
1.05 %4 > MH" 259 ; '"H-NMR (CDCls > 400 MHz) : 5.55 (br
s,1H)>4.65(m,2H)> 4.10(t,1H)> 3.80(m,1H) 3.20(br s,1H)>

1.50(s,9H) » 1.20(m, 3H) -

58 B: (R)-4-B & -2-(2-58 % T £ )- B 2 o o -3-5
@)
H NN
.CFscOC;H § ~"oH
0]
® wE MK 3 H B LM+ BOC 4% % £ @ 42 42 (R)-4-

A-2-Q-BACA)EEAHKI-FHA(ZRCEBEE) LA
# T —EFHRER -

5 B C: 4-[5-(3,5-= & -%£ £)-5-=

.
3.4 1-2-9 & -N-((R)-2-(2-5& £ ¢ £)-3-4a & % -
-4-K)-R F B AR
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N;/\OH

Ww B 3B CARAREBITHEEBAIMRELEABRBY
ZBEALSW24 B H ) Mp. 78°C s LCMS (F % A) 1.94 %
4% > M-H 544/550

s 6: 4-[5-3,5-—R-XH)S5-Z R F H-4,5-— 8 -E[5
o -3-K ]-2-F K -N-((R)-2-("& o8 -3-5%)-3-fa] & &£ - & [I5 4 K
4-%)-X P & B (b4 4 B10)

B A (R)-2-(v£8-3-£)-3-fal & A -BEMEokok-4-2 )-8 F

BR = & -T B
H @)
N"'-§,‘\,
0O
7?2 4 s
EAATH=ZEXABOTIZ N THFQR2EZ )Y 89 5 &
A E-10°Ce @B m—CHhABA %88 (DEAD 1.57 &%) >
Rtg o NEE-3-82(0.4 H)RG-7 A A -8Bk ak-4-54 )-8
¥ B = 4%&-T 8 (0.27 % >4 #& Chem. Pharm. Bull. 2002> 50(4)
554-557T vl M AMD)-BHAK) 2R THHFERER
St 240 RBLLEEETREXER REEADHESERLE
M ib(PRZRBORK/CELE ) MRE S G EBE B E
8 % % (51 £ %) '"H-NMR (CDCl;> 400 MHz): 5.45 (q,1H) >

5.05(m,1H) » 4.90(m,1H) »  4.50(t,1H) » 4.10(dd,1H) -
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3.55(m,2H) » 3.40(m,2H) > 1.50(s,9H) -

& B% P (R)-4-8 & -2-("% 8 -3- 2 )-E 5 o ok -3-8A
HzN""§N
CFCOOH ] U

RSB AMRMBFEOAEYDMAIERA) T RAE 35 5H B
Rk BOCHREAMBERBAY  HRERMBT —ES
B4 A o LCMS (# % A)0.17 48 » M-H 175 -

H B C! 4-[5-CBS5-—R-XA)S5-ZRAFHE-45-—8-El5%
“3-41-2-F & -N-((R)-2-(v& %2 -3-% )-3-fl & % - & [I5 & % -4-
E)-X 7 8%

W ARG 3FTBRC I EfTHBERS MRR B
" & RS @ 4B AL A # (10 £ £) 5 LCMS(F % A) 2.13 5 4 -
M-H 573/574 -
KB M T RS 6P kBB T iLS 4 4-[5-(3,5-
ZR-EA)S-Z R TFA45- =R -BEEee-3-4]-2-F 4

-N-((R)-2-CR T A)-3-MAKA-RS4H-4-K)-X T & & (1t
44 Bl1); 4-[5-(3,5-= £)S-ZRTFA-45-=8-&1[5
g 3-K]-2-F A -N-(R)-2-(A#BTHR-I-A)3-MAL-2

2o ok -4- K )-K ¥ &8 B (1t 4 4% B12)
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T ¥ 1] 73 LAJtW?J‘iKi%?li%ff‘ﬂﬂw/\%é’J—-ﬂxri?z‘/%

C' le“

K,CO,

#H O4-[5-CB5-=mR-XA)S5-ZRTFA-45-—8-E5%
3-A1-2-F A-N-((R)-3-l A A -R 5o -4-4)-X 7 88 A&
(30 X F)N NN-—F & Fa#EsE( “DMF” ) (0.5 £ #) ¥+ &

ER AN RX 9K BAEHOG2 MEF )R N,N-= ¥ && ¥

B ( “DMF” ) (0.3 ZHA)FT & E KR > B F B v B 47 (80
MEF) ERZBETHEHERRRS Y 16 M0 - K% > # ®
HPLC 3t R B R &4 - b F EH AN R ETHFKXEH % 48

b4 #(k Biod ¥4k B3 £ B29) -

Fo bl 81 4-[5-(3,5-Z R-RA)-5-Z AT A-4,5-2 B -% [
o 3o ]-2-F A N-(2-f] B A -2 A F4F[1,2]08 % s B & -4-
A)-% P 8B (b A A2)

F B A (R)-2-fl & & -2 0 *4*-[1 > 2\ 5k 2 38 &% -4- & B =
AT B
-0
e
CF,CO,H

A (2-f AR -2 *4*-[1,2]5 5% % & R -4-K )-8 F B =
% -T 85 (A& 4% J. Org. Chem. 1981, 46, 5408-5413 # # g L-
BBy 3 T B)34S ER)EN AT KR(T.S ZEHA)RAA =
ALHBO3EA)FPURE - AZETHEHRERAHRR
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BAEAZE FHREEE mRAAR-2-4 A £ -21 4% [1,2]E5%
BEA4ABE(CZARL®BE) REABBRT-—ES5SHHA -
LCMS (F & E) 0.20 % 48 » M+H 122 -

ot

$ 8% B:4-[5-35-—R-XA)S5-ZRAFHA-45-— 8-
2 A *4%* [1 2][]% nL%;&fk -4- 7%)'

-3-K7-2-F A -N-(2-1a A & -

X F BB ]

g

. o
4 5 B £ (0.027 & A )w A 4-[5-(3,5-= R -FX H£)-5-=Z &
FA-45-—8-B054-3-%]-2-FA-XF&£(100 1) (R
# WO 2009/080250 pe X R )% — & F &R (1.2 EF)F 8 &
o fe A —H NN-—F & FaEmK( “DMF" )x i » & & 3%
BETHHRERLAY 18 /18 - £ R ERL YR E DT I
AX B BMEBALY  AE4T-—ESBERARMLE H S

® & 4

HBEAILHH R FRIGERNANZ T K0.074 £
) B2 A AR)-2-R/IE A -2 *4*-[1,2][B 5 2 8 & -4-%
B(EZACLEBE) I ZER) - ABAALATETHHKRERSY

24 B - BAMWKGERERL  ALH LB ERRSY -
RAEHABRREBRT R HIHENaSOOR A% - £ A i 48

BT bmRML I6EA A BN 2HIFEGEEEHEBDY
F—REY HBEAB2EALAMD22HEELEREEEDY
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E RS54 -4 1:LCMS (X% F) 2.04 94 - M-H
519/521. '"H-NMR (CDCl; > 400 MHz): 7.56-7.47(m,4H) >
7.46-7.42(m,1H) » 7.41-7.34(m » 1H) > 6.24-6.04(m,1H) -
5.23-5.12(m,1H) » 4.99 (dd,1H) > 4.75(dd,1H) » 4.08(d,1H) -
3.70(d,1H)» 3.34(d,1H)> 3.09(d,1H,J = 6.6Hz)> 2.50(s,3H) -
# 5 2: LCMS (F k)54 » M-H519/521.'H-NMR (CDCl; >
400 MHz): 7.58-7.39(m,6H) > 5.48-5.37 (m,1H) > 4.88(d,1H) -
4.62(d,1H) > 4.08(d,1H) > 3.70(d,1H) > 3.63-3.54(m,1H) >

3.31(d,1H) » 2.46 (s,3H) -

Ewpl 9 4-[5-3,5-— A -XE)-5-Z R FHA-4,5- = 8-
cot 3R ]-N-(2-Z B -1, 1-=fal B R -1 A *6F-E oE ok ok -4- K F
£)-2-FHA-X F B (A4 D)

BB AIN-B-FRAAKX-2-8 K- K)N-C X-F % % &8 Bk
OH

IS

1]
o

# =B (0.043 £ H » 0.1 £ E)ho A N-T & F 5 #5 86
B (413 2 % 1.1 £ E)RMBHE(J. Am. Chem. Soc., 1996, 118,
7094-7100) % #5 69 2-F A A A F A £ T % (500 £ > 3.04
ZEF)VE A KR=_BR(OZEA)FHLEH - KK BFRERLS
hh#HESOCCCRR BARERAZT S HH B WM E 100
CSIEHMBRBETLCREZDS) KA ALAEETTH EHERY -
ERABREFHFTRABECK/TEE TE(6/4 K% 1/1)iF 2 @ 2
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836 & # (2.91 £ ¥ & > 96%)° LCMS (# s E) 1.44 % 4 -
M+H 288. '"H-NMR (CDCl; » 400 MHz) :  7.43-7.27(m,5H) -
4.57(s,2H) - 4.11-3.90(m,1H) - 3.62-3.44(m,2H) >
3.43-3.20(m,4H) > 2.90(s,3H) > 1.14-1.33(m,3H) -

N
¥
w
&
b
o
b
-8
b

2-THR-BoEpekok 1.1-— &1t

‘ O=CS;—N\/
% R E A (0.41 1.1 & B)w A N-(3-%F £ & £ -2-
A -mA)N-TA-FREBBKBI6 £L > 291 £E F)n
g (5.8 EH)FPHBER - RENWBRERASMHWE 50°C &
24 NBF o MATLEBLEMMBRLBE(LE BE®EE) £ &8
BELERYUWKR LB CEHRE - LA HMBE IM HCl K&
& -~ 7k~ CuSO, K& & & NaHCO; 8 Fo R B R i ok K & &
K A8 # % (NaySO) & % % -

o £-T8°CH LERGHQ 61 LEELF)ER KD Ak P
M RMAn-BuLli (54 EH 25 F ) - RARRERS
mEBmE OCCRALBE THRHE 208  FEHhmiafo ki
NH Clig R84 - A4 A LB LEBEXRRERSY - £ R
BT ARASGOFHMA EHHBENGSOHNR HH - £ R B®
BB M UABOCR/CBETE ()R ®BH® 274 & 4
(1.017 £ ¥ F > 40%)> LCMS (# 7% E)1.59 448 - M+H 270 -
'H-NMR (CDCl; °» 400 MHz) : 7.40-7.27 (m,5H) -
4.60-4.45(m,2H)>3.54(dd,2H)>3.37-3.20(m,2H)> 3.17-2.85(m,
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S5H) » 1.22 (t,3H) -

TR C(2-CA-LLI-Z A KX-11 *6*- & Fokok-4-K)-F 82

4-F A AR TFRA-2-CH-EFabok 1,1-= &1t ¥ (254 %
F)BR L FE Py PA/C (108 & % °0.1 & )t i A M % 8 A
Hy B £ & H, R RE#H 24 /)% -8B LCMS E xR BE X £
BRERLSMB BB IE (L MeOH M k) 15 38 & % % A 4%
PTAMY 162 2 c HABERUEHEURKEB/-ET —ES
B4t A - LCMS (#F s E) 0.25 % 4% > M+H 170 - 'H-NMR

-

(CDCl; » 400 MHz) : 3.8-3.70(m,2H) » 3.39-3.25(m,2H) -
3.20-3.01(m,4H) > 2.94-2.78 (m,1H) » 1.24(t,3H) -

$ 8 D:2-(2-CA-1,1- 2 A A -1 *6*-E Eokk-4-4 7

i

)- £ o3 of -1,3-= &

BREE S AR (133 2 1§ B)EW@ AKX B (A5 EFH)P &
BRPEHFTHEOAZREBQRITERL 1T E)RAQR-TA
-l I-= ) R -1 A *6*- B oE ok ok -4- K )-F B (0.905 &
H)e BhERAHNEOCCEANWE —_E R X8 R = # 8 65
(0,183 241 $8) - ATB THHEURRELSHEMEA

=
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X - KA HMEBARAA LB PHEHRH S B FEAEFHRE
Bl - EABRRBEMBABOCIK/TEH]TE(T/3)YRMIF
3] 261 & % (0.85 % 2 94 %) LCMS (F 7% E) 1.40 4 4& -
M+H 309 - 'H-NMR (CDCl; * 400 MHz) : 7.93-7.84(m,2H) -
7.83-7.72(m,2H) - 3.89(dd,2H) - 3.41-3.23(m,2H) -

3.17-2.98(m,5H) > 1.22(t,3H) »

E:C-(2-T4&-1,1-—f & & -1 *6*- & °F & 9 -4-%)-

# O 2-2-2 A-1,1-— A K-1TXL *6*- B Bk -4-KF
)-8zl ok-1,3-=81(261 £ > 0.85 £ F)#» EtOH (4 £
VP hE R WMABBEKRSHO.165 FH - 4§ F) Rk
RELZAGHE iR AEMBREER - BERERESD(K
EtOH MA K X)X A ABZEERDREHS Sl ZELRANH4E 10%
23-— B -BRWF-1,4-—BA 5 $£ & B - HRABMT — &S HER
;ﬁ °

'H-NMR (MeOD > 400 MHz) : 3.52-3.36(m,2H) -
3.20-2.97(m,4H) » 2.92-2.83(m,2H) > 2.83-2.69(m,1H) -

1.26(t,3H) -

F:4-[5-3,5-— R -FR)S5-Z A FH-45-—8-E5%

¥ B
3-A]-N-Q-z A -L,l-— B KA-1A 6B Eok ik -4- KX F
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A)-2-9 % -XK

E B R (0.027 FE A ) A 4-[5-B,5-— R -% R)-5-= &
FA-45-—8-E5-4¢-3-%]-2-F 2-XF & (100 £ %) )(R &
WO 2009/080250 m E HI)N R FH (1.2 EH)P HE & -
L FHh @B NN-—F & FEaam( “DMF” )2 % £ B B8 E
TH#HERBEBRASGY 1818 - FREBRESHWREMIIFTE A E
EEROB ALY HREABBT-—SHBEAMBERERE S I
41t -

HEBEAILHN _RKRTRITHERNMANZ T EO0.037 %
F) BEHOAC-R-T H-1,1-—f & £ -1 *6*- 8 oF o 9k

A)FEABMAS EBR) ABEZBRTHHFERERSH 24
N BAMKERBEARGER LK LE ERELLY -
ERBKTABRENAEBRE » 8 HIE(NaSONA %R % - 48
e mBEHimREiTHhaLmRM I8 TR A Y —HIFHEBR
ey R A4 o LCMS (F 75 D) 2.21 44 » M+H 578/580 »
'H-NMR (CDCI; > 400 MHz) : 7.56-7.49 (m,4 H) -
7.47-7.40(m,2H) -+ 6.23-6.32(m,1H) - 4.09 (d,1H) -
3.74-3.53(m,3H) -+ 3.46-3.27(m,2H) > 3.17-3.00(m,5H) -

2.47(s,3H) » 1.23(t,3H) o
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] 10 4-[5-3,5-—RA-XA)S-Z A FH-45-— 8 &[5
o -3-K]-N-(2-Z A -BM54%-4-%)-2-F £-X 7 8845
#h A3)

S8 OA 2-[4-QQ-H A -KmEmA |l BA)BERBsak-2-K4]-
KT BT &

#Z T 011 £ 0.1 FE)wA N-j& A Bk DK
(1.13 % > 6.9 E L HF)R 2-:8 FA-1-QQ-sH A -2 8B A )-8
A (7.6 EE£F>1.1% E)AR K Or. Biomole. Chem. 2008, 6,
1902-1904 m P HI)N E K _BER(4.5 £ ﬁ)‘#éﬁ‘;&,/—a\% S
BB RERSHME SOC EMEBBEX - ﬁézﬁai\?ﬁ%ﬂ 5 &
@ H)EzZcm(.1EH# 1 %5F)XKE S50°C Bt KK
AW 4 hE e RBELABEEZFTHRETELEY - ERHBRRERN
WOAB LR/ B TR (/] K% 3/T)M B 2.46 L EA
e & #(5.67 £ % F > 74%) - LCMS (F % E) 1.55 54 -
M+H 435 - '"H-NMR(CDCl; » 400 MHz) : 8.21-8.11(m,1H) -
8.00(d,lH) -+ 7.90-7.67 (m,3H) : 7.63-7.56(m,1H) >
7.55-7.46(m,1H) - 7.41 (d,1H) - 6.87-6.73(m,lH) >
4.77-4.67(m,1H) > 4.22-3.95(m,5H) > 3.93-3.75(m,2H) -
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TE B 2-(4-ME-BEl52k-2-% K)-X ¥ 88 7 &5
NH,

h*%

EEBRARERTHER KCO3(95 2% 1.5 ¥ )k
2-[4-2-H K -X A | BA)-ZElELH-2-X]-XF8H T
Bs (200 £ %, > 0.46 £ ¥ )R PhSH(0.035 £+ » 1.1 % %)
HLHQR3 EH)PHER - RBELADERAZTEE - &
REZEHRA - § TLCRATREHM B TR AHE > LA X
THRE*ERED - FERABRREEEHBT AR TF 5 F & 9/1)
TRMBEHR IS EALRAMYK(0.34 EEF » 74%) LCMS(F
% E) 0.55 & 1.41 % 4% > M+H 251 - '"H-NMR(CDCl; s 400
MHz) : 7.95(d,1H) » 7.63-7.52(m,1H) > 7.51-7.36 (m,2H) >
4.17-3.92(m,3H) > 3.87(s,3H) > 3.80-3.55 (m,2H) -
2.04-1.75(m,2H) -

T8 C2-(4-{4-[5-CB5-—R-FXHA)S5-ZRTFH-45-= & -
LS -3-K]-2-FR-XFBABRA}-BMELH-2-% %)%

\

¥ Bt ¥ &5
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% 286 £ (0.037 F A ) A 4-[5-(3,5-= R -( %X)-5-= &
PH-45-—8-2MF-4-3-%£]-2-FA-KXF (135 £ )R K
WO 2009/080250 o A H )N = K F R (1.6 E )T &4 &
ol m i NN-—F 8 Féssk( “DMF” Yz #% » £ & 1§
BETHHRERLAY I8 JHF - R ERSYRE MF T
BB BEMEBEALY AMT—ESHREAMEE SN

At -
HEBERILHBN A FRQGC2 EA)PHERMNZ LE
@ 0050 £4) BEMA 2(4BA-BEEHK2RA)ET
B FPEEBSZA) RAAETRBTHHERERSY 24 [ 8F -
BAMAKERBER,L  HFRHLBRILBERILASAY - R B
Kith@RAOHAEBE B H & HENaSONR AHE - A ®
R A B W HFLE T /EOAC (1/1)4 2 M4 4 187 £ %
e AIEREEDZIRAY (T EG)H K02 X
H>90 %) LCMS (#F # F)2.11 & 2.15 4 4% » M-H 648/650 -
'H-NMR (CDCls> 400 MHz): 7.96 (d,1H)> 7.81-7.68(m,1H) >
7.68-7.60 (m,1H) > 7.60-7.42(m,8H) > 5.39-5.42(m,1H) >
4.57-4.43(m,1H) > 4.31-4.24(m,1H) - 4.08(d,l1H)
4.01-3.88(m,1H)> 3.87-3.78(m,1H)» 3.72(d,1H)* 3.62(s,3H)

2.52 (s,3H) -

$ 8B D 4-Q-BH E-XRBABA)RABE L %-2-% 8 = &-

T B3
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N—O
o~
4
& 2-[4-Q2-H A -XmpBmABA)-EELHh-2-% K]-%

FEE P ES(2.67 % v 6.14 B E E)VRERN 20 B F 2M kK
HCl> £ R &% & 48 /) 8F o & ?.*.:ﬁﬁ‘- B8 B A Ktk B
B -ARBEERAFARAEAZEFHE - ZYGH L i-PrOH
ME e BEBRBRERABLRER - - AEMSEALERATT £R)
M AKE B Ssi o LCMS (Fi& E)0.87 & 0.95 4 4& » M+H
274 o

L% B & MeCN (30 £ 4 )+ & 18 ¥ ik & Et;N (3.62
EFHF 42 T EVREBLRBERA MG REBF - R oA
Boc,O (201 ¢ 1.5 E)BEE REBR A EE AT IHHE 36
NEE o Ak A BEARAREA BtOAc ¥R 2 o {52 A
B K # E R HIE(NaSO )R A o A BB W HRET
B /T B 285 (6/4)7 R M B 1.69 £ (4.52 £ E F > 74%)
LCMS(# i D) 1.66 4 4% » M+Na 396 « '"H-NMR (CDCl; > 400
MHz) : 8.18-8.13 (m,1H) - 7.95-7.88(m,1H) -
8.85-7.74(m,2H) - 5.78(d,1H) > 4.54-4.42(m,1H) > 3.95
(dd,1H) » 3.91-3.80(m,2H) » 3.49(dd,1H) » 1.49(s,9H) -

B E: 4-Br A -B ok o -2-% 8 = & -T 85
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AEBRERAEATHEA KCO3(386 2% ° 1.5 £ 8)A %
4-2-m B -F B A 1BA)BESeRh-2-%8 = &-T 8 (694

% % » 1.86 £ £ £)& PhSH (0.142 =+ » 1.1 % )%
MeCN(I0O EH)FP &5k - RERASYVWEARBREE - R

® BHEHERRE - & TLCETRALMHTEHR EEZEZTR
EHEHEY  FERABREEEHBMA KT R © FEL0OA

% 9/ R M 336 ExRAK(NS EEF > 96%) -
'H-NMR (CDCl; > 400 MHz) : 4.03-3.92 (m,3H) > 3.89-3.76

\

(m,1H) » 3.70(dd,1H) » 3.37(dd,1H) > 1.51(s,9H) -

T B F:4-{4-[5-3,5- = &A-FX X
o 3R )-2-FRA-XRFEBABKRA}-EBEA2-2-8=®-T

® A&

)-5-Z P A -4,5-= & -2 [

% % 8 R (0.20 £ A ) A 4-[5-3,)5- = R-FXH)-5-= &
FRA-45-—F-El54-3-%]-2-F X-XF 8749 £ )R &E
WO 2009/080250 v A # N — R FHR OO EH)P B F & -
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A H =B NN-—FEF&EKR( “DMF’ )2 # A BB 2E
THRHARBEBRAH IS I - g RELSGCHAEAE TR AT
BB ALY EAH# T ESHEMERAMAE A &I -

HEBEAILHH _RKRFR(A8 ZEH)PHERNOANZ LK
(030 £2H) #EH o 4-BA BB H-2-% 8 =4&-T &
(336 £xn) - AALAZTETRHEKLERESY 24 )8 - FH
mAKERBERERL  UAERALBELEBEERREZAY - £ H B
KiFPh B RAHAEMRE B (NaySONR A # - £ AR FE
AE R AT AR TR /EtOAc (1/1)iw R M R4 197 £ 50 A Ik 4%
% EHEMZRAS WA TAYR K -

'H-NMR (CDCl; » 400 MHz) : 7.60-7.48 (m,4H) >
7.47-7.36(m,2H) » 6.23-6.15(m,1H) > 5.08-4.98(m,1H) -
4.20-3.94 (m,4H) » 3.70 (d,1H) » 3.66-3.58(m,1H) -

2.48(s,3H) » 1.50(s,9H) »

% B G: 4-[5-(3,5-= B R ok
3-8 ]-N- 5 [ ok ok -4- 5 B
F
O
F
F
#o4-{(4-[5-C.5-Zf-RA)S-ZATFA-45- = f-8E

110



1487486

o 3R ]2-FER-FFHEABRA}-EFBE AL R-2-%EBE=R-T
EXR 0 EET N _RKFR(ATEAH)F HBERMN
ANZRTCHBEQOISEA SETE) RERARSCHIHTEALEE -
BRARERAHBIENE - REAEAALZFIREELEY - £
AP BT ACECE/TFE(O00E I) iR MR
# I EZABRREHD RSO TAAILE Y - LCMS (F
#% E) 1.93 » 4 > M+H 488/490 -

A5 (198

Q@ v H 4[5GB S5--R-EA)SZATAAS-—H-EEa
3-A]-N-Q-TH-BEEd H-4-K)-2-F X-KXF 88 &

A H 4-[5-CS5-—R-XE)S-ZRATFEA-45-—8-8

Mook -3-K |-N-BE[Eokok-4-K 2-FA-LFHBE=FA KB

@ (016 %% F)Em McOH(0.8 £#)- K4 & 0°CRART
He N T B (0.090 £ - 10E ) £ 0°CH#HH 1 ey >

sfm AN NaBH3CN(20 £ 5% 0 2 & ) £ RE RS M HEH £ 1E

BER  -RBEHEAE HARREERMHMITANTETE/T
B2(10/0 Z 9/ MRt 7S T L ARSREHRYLL Y

B FAEI It &4 - LCMS (F 7 E) 2.02 %48 » M+H 516/518 -
'H-NMR (MeOD - 400 MHz) : 7.70-7.53 (m,5H) >
7.52-7.37(m,1H) > 4.92-4.85(m,1H) » 4.40-4.22(m,2H) >
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4.00(d,1H)> 3.83-3.62(m,1H)> 3.29-2.52(m,4H) 2.43(s,3H) »

1.16(t,3H) -

Tl 1114-[5-3,5-— R X&) Z R F A)4H- B [Eok -3
A 1-2-F £ -N-[(2-4 &
G-4-R)FRAIXTFEMmULLS ¥ FS5)

I
w
<
e
: ~
I
pi
w
#
ok
=
&
'%>

F BE A 4-[5-(3,5-=— &
AI-N-23-—xg A-AA)2-F A X P &gz & #

£ 70°C # 10%% 8 (0.1 £ #)& 4-[5-(3,5-= & -%
A)-S5-FA-45-— 8 -F5-%-3-KX]-N-(2,2-=— ¢ X-[1,3]=
A AR-4-BRFR)2-FAXFER(NL 1LIZEEFT )N T
BE(50 EA)FP B RBHE 4 8 - AHEAEB LR BT E
(100 £/ )VRBRAERL LY RABEFEHLMKERT U
PERQOEH XDKBZLAKGOEH )bk - BRSO HFHHE
BRYBHEBEMNEREARLEEET T RAEMZT AHBE B2 eyi2A
654 (0.7 %) M.p. 98-98°C - LCMS (F s+ G) 3.65 5 4% >
MH* 491 - '"HNMR (CDCl; » 400 MHz) : 7.37-7.49 (m, 6H) >
6.59(t,1H) -+ 4.12(d,1H) > 3.88(m,1H) > 3.67(d,1H) -

3.60(m,4H) » 2.41(s,3H) -
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$ 8 B 4-[5-3,5-— R X K)S5-(Z= A F &£ )-4H- & [I5 % -3-
B 1-2-F A -N-[(2-8 & # F &-1,3,2-= 8 5 50 5 & /X % -2-

G-4- R VP R IRX TR 2 8 4

Cl H
-N N
AW,
o
cl FIF

F

K(\,O
O-n»

# 4-[5-(3,5-= & -

) £]-N-23-— A-/mA)-2-FAXFEHKE(00 £x°02 %
EEWM_ATFTHR(0 BA)FPHERASE 0°C) L E®
%(0.08 £ » 1.0 ZEE F )R B H 8 A (0.03° 0.4 £ E F )R
BEURBHE 618 LE-MWE_RAFTRGO EH)FE > &
2N B P Fo R B KBS0 EH )T & - v BEA BB » & 5K 4
LEBRRBREDFEAEEREHBDAS B YRR S W (65
F R ) BN HPLC &t M 1F 2 JE 412 B 40 1(28 £ )
B IEGGEMY 2 (18 FR);

@ 5% EMHmM 1ILCMS(F %k G)4.07 & 4 MH" 536- 'HNMR

XEA)S-FA-45-—a-£ 54 -3-

(CDCl; » 400 MHz) : 7.37-7.50 (m,6H) » 6.26(m,1H) -
5.16(m,1H) » 4.79(m,1H) > 4.32(m,1H) - 4.10(m,2H) -
3.71(m,2H) » 2.45(s,3H) -

g B 2: LCMS(H #% G) 4.17 # 4 » MH" 536 -
'"HNMR(CDCI; » 400 MHz) : 7.47-7.52(m, 5H) » 7.42(s,1H) :
6.58(m,1H) + 4.88(m,l1H) > 4.59 (m,lH) » 4.47(m,1H) -
4.10(m,2H) » 3.75(m,2H) » 2.45(s,3H) -
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T 12 N-(2-% & -BZok o -5-£ F £)-4-[5-(3,5-= & -
4{%)‘5‘5—%1‘?% 45-._-§L ﬁ[lg;ui:;;_%]z_?%_x?%%
(it 44 Fl)

B A (2-F K ED?%’"&%S WA )-8 P EE = & -T B

allas

1% 3% Tetrahedron 55, 1999, 4685-4698 pr ik #2 /& » %
N-BOC-% A A B (2 )BT X 130 £ )R T 8 (45 £
) REWAFRABABRBERBE3.05 %) R Fat(3.16 %)
BAREZCLB(93 ) - ERERA WA TE T 24 85
RBAEABZEFTABER FAHRARYUVBLBLEFEUR
R ZLEHNBERSE - AP REBERURRBREGESE B
BRAprieait(CRELEB/BEIKR 1 1)MRELEEELEGYEZA
it A 4 (4.37 %) LCMS (#F 7% F) 1.53 44 » M+H 293 -

S8 B C-(2-F A -BMEokh-5-4)F 4 B

H,N

/\EO/\ 5
N
.CF3COOH

AZRCE(.95 R)REQ-FEA-El52H%-5-4 F £)-
BMYBZR-TE(FHE A OS AN R FPR(0EA)F &
BR e EFBRTHBEER 4 V> ARG LEEETPEE MR
R BRRAEY  ERABBT-ESHBEMR - LCMS (F %

7 48

F) 0.20 % 4% » M+H 194 -

114



1487486

£)-4-[5-(3,5-= - %
1-2-9% X -R ¥ 8 K&

L£RRARARZLT  # 4-[5-CS5-—&A-FXHE)S-ZAF A

® 45-— B -2 B -3-K1-2-F K -X F & (1.75 )R K
WO 2009/080250 Ao oA # #)% T B (35 £ )R = T % (2.04

E )G B R F AR HE T A TBTU (1.61 3% ) -

AZA.HOBT(0.68 # )& C-(2-% £ -BE[Eek sk -5-£)-F &4 &
(3 8 B> 1.61 ) £ E R TFTHEMBER I NF - Kt B

Axmbbfo RAbsg K BERELRSL - AL ER LK TEXER
RAY o BHEBEMILE BE RBRLAZYRE - R Y
et AL t(CBRLE/RBLK | 1)AREEE E
® B AL HmO0 TR FEEEHEMHASH) LCMS
(% % F)2.20 54 > M+H 636/638 »
WEBEMT RS 12 At R E B R TS 4H - N-(2-
PA-BRE2Hh-5-FF K)4-[5-C5-=R-FXE)S5-Za/F %K
4,5-— B -B ek -3-41-2-F £ -% F &5 B (S 4 F2) -

Faf 13:4-[5-C3,5- =K -FXX)S5-Z A FA-45-—RK-E[E
o -3-K]-2-FA-N-B-MAKXA-2-THA-BEd-5-XF 4]
R T &S 4 F3)
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B A(3-12-45-— G -BEE%-5-FX FHA)-F FEE = &-T &
Br

1o~
T
#% B Tetrahedron 46, 1990,1975-1986 AT 2 A
N-BOC-} A Ak B (1.8 L)EN T B T &5 > XA R 1E A & B & 4
(438 )R 2 FEBEEQRSSA)FUAE - AT B THEHER
BREH 4 8> RBEBEANKFT  ALEBTEER > AFHK
RERBMEBRALEEZZEZ TR EER - w72 A & &%

zZ2MEEHE EWB.16 %) LCMS(F % F) 1.48 48 > M+H
179/181(M-BOC) -

B B B-MAK-BEl5tak-5-% F A)-8 FEE = & -T B8

#% 35 Tetrahedron 46, 1990, 1975-1986 fr ik 2 & » # %
BAMBEINAE AEAM(S L)EN THF X R £ w T 4 5% 8 4%
(0.54 ) &£ TH INAM GALHN(S0 EH)RE-4£ 78

THFE 24 ) F 2% BERAKXKMEAEAILH(IN 50 F H#)
UERLE 60°C Z9BHFRERESY 48 B - R B R ER
eMAHAEETR A LB ERURES W ZNHCL # K B
g pHE X 2 1 - RE A LB LBERKE > RAEAMHR -
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BEHEBEMNEBRUARLAAETETHR EZERE  BFEEHE(LEK
LEE/BEOR 1 1DRE£ACCEROZAE W20 E3) -
LCMS (# # F)1.06 94 > M+H 217 - '"HNMR(CDCl; » 400
MHz): 4.90(m,1H) > 4.70(m,1H) > 3.40(m,2H) > 2.75(dd,1H)
2.60(dd,1H) » 1.50(s,9H) -

$ B C:QRQ-CHEI-MEAEX-BEELK.R-S-EFR)KFHR=Z&K

-T &5
¢ ~ v ~
fe} 0 (0] (0] 0
< o~ S
H N H
A Br
e bR
S N K,COy, KI N> o
DMF, 1t o )

Wkl 45 B AFME RELEBTIBEBABIAED

(0.1 ) Ames O- KA EH(8 £ L) 'HNMR

(CDCl; » 400 MHz) : 4.90(m,1H) » 4.70(m,1H) » 4.2(q,2H) >

® 3.35(m,2H) -+ 3.00(dd,1H) - 2.75(dd,1H) - 1.50(s,9H)

1.35(t,3H) ; &R 4 % N-#% % 1t & 4 (63 £ %) - 'HNMR

(CDCl; > 400 MHz) : 4.85(m,1H) > 4.55(m,1H) > 3.60 (m,2H) -

3.40(m,2H) » 2.80(dd,1H) » 2.60(dd,1H) » 1.50(s,9H) -
1.20(t,3H) -

S B D S-BBATFHRER-2-CHA-B5 % H%-3-80

O\
HzN/\Q\
CF3COOH

o)
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SMCYmANMANE R FRQCEN) T RS
LGB (015 )R E - A F B FHMBLER 4/ 00F 0 K%
ETREMRSEBELZREY  EAHAEBEBL T —EP
£ A o LCMS (F s F)0.18 44 » M+H 145 -

FERE! 4-[5-CB,5- 2 R-XA)S-ZATFHA45-—8-BE[F%
-3-41-2-F A -N-[3-fl &% -2-Z £ -8
¥ B %

o T 12 F BB C Al > 4 4-[5-(3,5-=— & -% % )-5-
ZAFAA4S5S-—8-BM54-3-K]-2-F A-KXF 8(0.3 £L)K
# WO 2009/080250 Ao A K #5)£2 5 88 D A7 45 B2 (0.12 )i
TR mMRBEAHAZBDEEBROEZRENOC2 T L FEHRE
#i R A Hm) LCMS (F % F)2.02 54 » M+H 542/544 -

KEBRME®RBG 13 i F k8 H R T AL H

4-[5-B5- =R -FE)S-Z A FH-45-~a-BF=%-3-%]-2-
FEA-N[B3- A X-2-(L,LLI-Z R T A)-BE2H%-5-KF 4]

K F 8 (b5 4 F4) -

Eap 14:4-[5-3,5-— A -FAE)-5-Z A F H-4,5- =5 -2

ok 3-A]-N-[2-(4-F A A-X A)-1,1-= @l A £ -1 1 *6*- £ =%
of ok -S5-B F R ]-2-F K -KX F B Bk (4b 4 4 F6)
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%-L%%’%ﬁ&@-?ih -R K-8 B
N//
SO AN
£ I5SCRAAT > o FENIS )N THRS £7)
P IER AR (L.2 F) REWARETF mEEARQR
) URAFSTHHRERASH 1 6 - BRERAS YD
] SO BH K> RE#FEH MW IN A HALH AL pH A &
Mo ARLBECLEEXRAR BALSOHABE S BB MEIE
Q@ suisizvYRG-EATRAVH(CHLE/ELR 1

1R 4# 5% 6B B ahiZ248E % (59 £ %) '"HNMR (CDCl;
400 MHz) : 7.30(d,2H) » 6.95(d,2H) » 6.70 (m,l1H) >

N
#
>
"
Sy

3.95(s,2H) » 3.85(s,3H) -

$ 8% B:2-(4-FAE-FA)LI-ZAK-1L*6%- 8 &k H
-5-F B

o
2 O
\ 7
7]
\\
R o
pd

HE AN H A GILSH (0.5 F)W = F 8 F 8 K (40
EF)F B RN EBESF(I.L ) KKk £ 55CHF A 1,2-
ZBLREOSI )N FTERFERERQSEF)THER - KK
£ SSSCHH¥RRERLSMALE 2 B A EFE > A LS
EHK REBEmwAKM 2N B& 28 pHe RE A = &
FRERKE B2 KMEBERIAERSHABRRL =R
BEBEREBRREEETTRAE - EREEEN M (THT &/
BoOk T 3)RELAHLLBEBROBEAAEHWGIO T ) -
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'HNMR (CDCl; » 400 MHz) : 7.30(d,2H) » 6.90(d,2H) -
4.25(m,1H) > (m,1H) > 3.70-3.90(m,5H) » 2.95(m, 1H) -

2.80(m,1H) -

B Ci[2-(4-F AA-EXA)1,1-—f a K -1 *6%-F & of o)
SS-RA P RA)-BRVPBEE = &-T B

£ 0°CH 5% B FPmaaEmG00 £ 45)ETFE(S £
)P BERMANZZ&-T A5 885807 £ )R R4t 4
(IN)xKA4HO0 £ 7)) FHmwBMILMAI0 £ L) - £AE BT
BHERKBRESY 24 8 - S HE=8190 £%) £
ERTHRERBRLAH IO N&G  REEAETHEEH -
R ERBRRADGYEBBEN LB B » KR KM AR o B
BBk c ALBCLEXRLAKE  BALLGHEBE SR

MEBRURLEEZEZYRE - 4 A Combi Flash200 it 47 4 1t
MBI LI EBOBZRAEDLGB TR) AHET —EF
BAESER -

FEH D 4-[5-BS5-—R-XA)S5-Z A FA-45- = H-B 2o
3-A]N-[2-(4-F R A-FXA)LI-Zf A A -11 *6*- & o
odh-5-A F A]-2-F A -X P A K |
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WwE®ES 4 55 BARCFml 8 C FHFts
# (94 £ )E 4-[5-B5- = R-FXA)S5-Z A F A-45-—&4-
2O oo+ -3- 4% 1-2-F & - X F 8 (0125 x )( R &K
WO 2009/080250 sv A E H)ERERBEMRM B IR & B
® B oh 42 FE AL A M (65 & ¥ ) LCMS (# 7 F)2.02 44 > M-H
654/655 -
REBBEME RS 14 mly kR HARTAES D
4-[5-3,5-— A -RX A )5-=Z A F A -45-= @ -& [I5 % -3-
A ]-N-[2-(2,22-Z R £ )-1,1-= & A -1 1 *6*- & & o o
SR FRAR)2-FA-RFEBBEULA M FT) -

F a6 15: 4-[5-(3,5-— f-%X £)-5-Z R F A -4,5-= & -& [
@ A2 FANQZAI3MAL-E
BEr G EAANESh2 Y

ﬁ??ﬂ‘

4-15-B3,5-—R-FXHA)S-ZRAFA-45-—A-EF4-3-K]-2-
¥A-% F a8 (b WO 2009/080250 /7 o sA E ) L H £
48 ® # . HPLC(% # : CHIRALPAK® AD-H 5 um: # &
A8 1 80/20 — At/ B+ 1% =T Mk 120 2 H#H /%
4 0 BB 270 nm s BE 25°C; Hu B A 150 &) R
SRS 4-[5-3,5-—R-ZA)S-(S)-Z A TF HA-45-= & -
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BEged-3-K]1-2-FEX-XFBE(ap +51.43° )& 4-[5-(3,5-= &
KE)S-R)-ZRAFA-45-— 8 -BEt-3-£]-2-FA-%X7

8 (& p-51.90°) o

f’ifﬁ%‘ﬁ’@{ﬁd 12 % 8 C A #2 48 (R)-4-p % -2-T % -
BBk ok -3-80 R (S)-4-88 % -2-7 A -2 [ ok o -3-87 i
THBEMBS M RHB/EH 4-[5-3,5-=R-XX)-5-Z 4 F
R -4,5-— R -& 54 -3-%]1-2-F K% -N-(2-2 % -3-f &
-E Bk -4-K)- X F s sewy 48888
4-[5-(3,5- = R -FX K )-5-(S)-Z R F A -4,5-= & -8 B
o -3-%1-2-9 & -N-((R)-2-T # 3 f A A -2 5 4 %
-4-4)-X T @B (éH GHE HPLC (¥ % H) RT
21.30 2 4 + & & 97% - |
4-[5-(3,5- = & - X KX )-5-(R)-Z A F % -4,5-=— & - & [B
o -3- % ]-2-F A -N-((R)-2-2 % -3-41 & % - B [ ok %
-4-%)-KX F 8 B (kA& % G2): # ¥ HPLC(# s+ H)RT

)nt -\\
(_h

i

19.79 » & B 82% -
4-[5-(3,5-= R -X £)-5-(S)-Z & F % -4,5-= & - & [
o -3-K 1-2-F K -N-((S)-2-T % -3-fa] & A& -2 [E & o
4-%)-X FE K (A& H G3): % ¥ HPLC(¥ # H)RT
21.11 5 # B 91% -

4-[5-(3,5-— & -2 £ )-5-(R)-Z f F 4 -4,5-— & -8 =
o -3-K ]-2-F A -N-((5)-2-T 4 -3-%] & £ -8 [Z o o
-4-RK)-RK F BB (s 4 G4):# ¥ HPLC(H % H)RT
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17.07 » & & 95% o

F e 16:4-[(S)-5-(3,5-= K -XA)-5-=Z /A F % -4,5-
— B -EEoe -3-4%]-N-[(R)-2-(2,2-=— & -T £ )-3-4a &
A-ZEAdhk-4-K]-2-F X-XF & (b s % G6)

H
M-
] Jo
Oo”>N" F
cl {

F/J:\F
F

A [(R)-2-(2,2-= & -T #)-3-1a0 & £ -8 [E & %

® »=
-4-K ]-m P B = & -T B _
(o] F
N"" \
ot AL,
< ¢
A )-

WwEHRB 4 FH A FFE B-MEAR 5 =4 ok -4- &
¥k 77 8

-E
B FBE = &-THE (030 )AL 22-— R T H =4
BE(0.35 ) At mREASEEBNEAREWH38 £
P % ): '"H-NMR (CDCl;: 400 MHz): 6.05(tt,1H)* 5.10(m,1H) -
4.90(m,1H) » 4.35(dt,2H) » 4.20(dd,1H) » 1.50(s,9H) ; 4 K&
% O-m A AHA79 £ %): '"H-NMR (CDCl; » 400 MHz) :
5.95(tt,1H) » 4.80(m,1H) > 4.60 (m,1H) 3.80-4.10 (m,3H) >

1.50,(s,9H) -

%8 B (R)-4-B & -2-(2,2-= AL A )- B ok 4 -3-5

\
H2N""§N\/kF
CFCOOH [
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ko F a5 4 5 BR BB & BOC 1% % A M 32 4 (R)-4-
B -2-2,2-— L A )-BEE ok -3-FA(ZFfLC B B ) >
HEHET —ESEEMER -

FB CtA-[5-(3,5-= R-KA)-5-(5)-2 &
B ok 3-8 ]-2-F & -N-((R)-2-(2,2-= R T &
ook -4-5K)-K F 86 A

Cl — N"--§' F
o .
F°F

Cl

BBEETESF 12 8 C ik > A 4-[5-3,5-= & -%
E)5-S)-Z A FHA-45-—8-B5-3-£]-2-FA-KXF &
(027 5 » RBLEHB IS WA EHBBTEHEKBES - 534
G 6 EEyZAILS M (158 F %) M.p. 77-78°C; LCMS (F
% F) 2.09 48 » M+H 564/566 -

RBEBEMET B 16 Al F kB TILES D

4-[5-3,5- = R -X K )-5-(S)-Z R F R -45-—R-E B4 -3-
A 71-2-F A -N-((R)-2-(2,2-— . T £ )-3-fa & & - & 2o of -4-

A)- X FEEBEUA W GS) -

T 17:6-[5-3,5-— R -2 A)-5-Z A F A -4,5-— & -£[Z
o -3-41-4-F A -N-[(R)-3-4l & £ -2-(2,2,2-Z R-T A )-£[IE
o ok -4-H )-8k BB B (A5 4 C6)

B A S-38 -2-zh-4-F H o oy
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N\
= Br

AEBRAEATH 25-—82-4-FHEURQ2 RL)NTH

(40 EA)F W Bk At (4.8 ) R AT A

(094 ) £ EBTHH I B ZIH ERVRHE EB B

BB aMmeafo KERTER -~ A K18 & B MHEEN

BREEAZYRE HREYHETRARAHMSELL(THTLE/RL

)M R B B ®MEEEYR04 X)) 'HNMR

o (CDCl; » 400 MHz) : 8.40 (s,1H) » 7.60 (s,1H) » 2.30 (s,3H) -

S B S-B-AF Romer- 2 e
0]

H lN\
= Br
EEBEBALEBROBRATRFENS R A LS (4.67
R)YBEH @ Bk B2 EBH)  BERAHNE-15Cr KK AR
@ HNHBEE-ISCE-ICCzZMaRFEANARLRLS
(17.2 EH# > 15%&E %% THF ¥)- A B EHBHFEREH |
N KRB UREFERNEBEERN O°C R EmMALEK T
BYBBEOASEA) AL BEHHEREY | & > %1% 4
ANKFTUREB_UBRER - FHREEHRBENELHERARLE
PR c ARERAREARHASEMNQCY L FEBRBI)ET
— B BEAR -

LB C:5-8-4-F A -wR-2-FEHESH
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$HiE AN FH B wibsH (3.1 %)& EtOH(47.5 £ #)
BAKQRIEA)FHBERNMABABRB® B (1.4 )R T 8 4
(IL9R) - AZBTHHEREY IS néE - BEH EEEH R
LPEEPHERAREMREREZAEHNQ2 £ 8 & B
B) REABEM T -—ELHER-LCMS (F % F)2.09 o4 >
M+H 564/566 -

o
]

B D S5-i8-2-[5-3,5-— R -AXAHK)-5-Z f F X -4,5-=
BBk -3-4]1-4-F &-

Cl
EEBRAAT  HB BN T B CHLAEH(2.2 )P
P HBFEBEQIEA)TH AR Z RN N-RIEHE8GD
B(l4 %) - BRRBERLOHET B THRERR > A 1,3-=
A-5-(1-Z /A FE-THE)-R(Q2.7 2K/ #E WO 2009/080250
A Ao A R #)%N DMF(6 E2H)F 9Bk » B F W NZ T B
(1.43 £ 9)% DMF(14 £/H)F ik - RHE B EE BT #
LB REDEANKKT -BIE G ERBBITE > RK
AR EAEFEBRFHLZEEN Q.1 L) 'H-NMR
(CDCl; » 400 MHz) : 8.60(s,1H) » 7.90(s,1H) » 7.50 (s,2H) >
7.40(s,1H) » 4.20(d,1H) > 3.85(d,1H) » 2.45 (s,3H)
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n
pill
-
s
»
o
\\
hﬂ
N
b

% B E: 6-[5-(3,5-= & -% £)-5-
3-A1-4-F A-H i

F —~N N— OH
07N

cl c
EFHBMF WAE-TEOO £F) T B4 (38
ER)RE-THA-—2Bl R ABMN84 ERL) R#E > W AWE
@ TE-_EmUAIBEA)SK-2[5-C5-ZR-FXE)S-ZRTF A
4,5-— 8 -BBe-3-KA]-4-FE-wg (75 % P B DAL

£ 300

REALEZTE 158 — A 1bmx T H#ET 20 548 - K1E
BRELAMMHDFEIRHBE UEMSL B FHRA Celite + 1B
e A A Pk c AREBEB TR EFTEE MIFELEd - %Y

F X

MBETREEN S L(LELE BoR)MFHNERBESE
BB A ey T B (3.45 %) '"H-NMR (CDCl; » 400 MHz) : 9.03

@ (s,1H): 7.90(s,1H) » 7.50(s,2H) » 7.40(s,1H) > 4.35(¢t,2H) >
4.25(d,1H) - 3.90(d,1H) » 2.55(s,3H) » 1.80 (q @ 2H9 -
1.50(q,2H) » 1.00(t,3H) - M sbas AN w & kb (8 ) K
Bi#mn FEG EA)IRKAKNE EH)F 5 & A 1 49 (0.58
) AEBTHBERERAY 3/ > RN T TEREU
BRA INBaegit - ABLBLEERKEUNRELLSGHFHR
BEBmBEMNERE  RBALAEZFTRE - RBYPNERRFTE
MEUARLBEMFINALREBROBRRAEANLQC ) -
LCMS (# #% F) 2.22 % 4 » M+H 419/421 -
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Z B F:6-[5-C5-—R-FA)S-ZATFHA-45-—H-BE5%
-3-

B
A ]-4-F X -N-[(R)-3-fl & & -2-(2,2,2-Z f-T A )-B[E

ko -4- 5 - R BE AR
Cl

BRI GBREAENEES I E E AT HE0.15 )i
(R)-4-8 X -2-(2,2,2-Z R -T A )-BE 5% -3-8 (0.10 3 -
W ANEGILS S BS ST B 3 At HIF) w0 F %
P12 S BB CrRR&E-MITFEREHAHEEE R M48 Z L) Mp.
53-55°C « LCMS (# s F) 2.13 948 » M+H 583/585 -

KBEMNFT RS 17 A F EEZHERTALL Y

6-[5-(3,5-= f-K £)-5-Z fF & -4,5-2 & -8 ok -3- % ]-4-
F oA CN-[(R)-3-f & % -2-(2,2,2-Z R -2 % )- £ [ o o -4-

I ]-H 6k B8 B (14 4 CT) o

Ewp 18 AT HFAXAEHBARAELALLS G — & HFE

O\N

| 2 2
R* I N 4+ HNue ;z Bop-c RM
A\A./J\”/OH d \Rs Hunig's 8& J\’r
O
(Ith) (Hih) (lh)
é@ﬁﬂmmxw&oo%§@W@MM;?ga%@
( “DMA” ) (0.4 EA)F &4 & ho A KX (11Th) Bz (26 4 ¥ F)

W NN-=—F % 8% ( “DMA” ) (0.4 £H)Y #1385 & » = 3

128



1487486

A Z B (Hunig's k) (0.03 & A ) & 4 (2-f & 4% -3-[5 ¢ % &)
B & ( “BOP-C1” ) (10.2 £ %)% NN-— ¥ X L & K%
( “DMA” ) (0.2 EAH)Y & HER - £ OCHEHEREREY
16 85 - ERERAMAEBARBRLELRLLSMBEINTH/
NN-—F R z#pm@:1) (0.8 FF)h B # HPLC #1t - st
FEBRANEAFTALUG S Mo (2 H oMb
Hl 2 H26) - A E # &k Hit Ao ey 144158 o T
5] 19 £ 31 p7 ik & o

®
Bl 19:2-FHE4-[5-C-ZRHTFAE-XE)S-ZAFH
4,5-— B -B ek -3-4]-3
it A AR B BT B 24 AT R 2w A B #H -
®

K A6 207 6-[5-(3,5-Z R -KK)-S-Z AT A-4,5-= 6-&
3R ]-2-F £ -4 E

it G RBBEMET RS 17 $8 A-E i@ A
2,5-= % -6-F K- ® hw A R f o
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Ia

2
e

T 21:8-[5-(3,5-— R -2 A)-5-Z f F & -4,5-=
ok -3-K ]-"E ok -5-% 8%

2 A AE WA A BT 17 58 C-EffilfaBE 4R
A8 B 5-8 -k ok-8-F BB hosd H B o

5-B-2Hh-8-FEOBARHELT

% OB A S-i%-8-F A ook ok

Br

5-32-2-F A X (7.44 £) 8 (7.4 %) A KM
TP T5%E 8 (20 £ )P 9 iE kR AL 150°C 4% A 2 3 N BF o
BERASHEOCC RAE D CHAKRKKEEALH T I RE
REDBAEBEEUR BAHBERALHRTE ZR=
c BBIR AWM A MBI i B KT B KB R BB
UWREBEZYR R  REUEAHEETRHEREHHEAL(Z R

)M BAE B2 BEILSH(6 %) 'H-NMR (CDCl; »
400 MHz) 8.91(m,1H) » 8.51(m,1H) » 7.7(m,1H) > 7.50

5

(m,1H) » 7.4(m,1H) » 2.72(s,3H) -

B B 5-%-8-— 8 F & -5
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N\ / ar

Br
Br

BIT AR BRI ERABEIEN KT ERKBEA
LIS ZERAVEAT FEAEN T B AGILLEH (B4 R)ED
P H(200 EA)F ey N-iZ-35 2488 5 B2 (8.9 L)@t 12 /b
B - ARBEBXRT  ERBMBEIRK REETHREER
ARAEEEHAEBE T — & S5 HEA - H-NMR (CDCl3» 400
MHz) 8.90 (m,1H) » 8.45 (dd,1H) » 8.15(d,1H) » 8.10(s,1H) >

® 7.80(d,1H) » 7.45(m,1H) -

B B C: 5-78 -7k ok -8-F B &

\/H

Br
(0]

RS BEBARAFEMBF LSS L)Y KkEIG A

ERHERTNHSKEROT A)EL£ TR AEA38 EHA)RK

o (23 £ )P 4T 5 8 - & d Celite B ERRE - B &

LECE(ISOZEA)AR 8B8Z08 X Bt AL AMN

KoMEa B 8 4 (100 £ )~ K(Bx50 2 A)R B K(50 £ )i

Btk - ARREHEMNBEURNRAERBRTAEIREL A

LM 2B AEHMM.70 %) '"H-NMR (CDCIl; > 400 MHz)

11.4 (s,1H> CHO) 9.05(m > 1H) > 8.61(dd,1H) > 8.15(d,1H) -
8.0(d,1H) » 7.60(m,1H)

Fokfl 22: 4-[5-(3,5-Z R -KK)-S-Z A F A-45-=¢

ey
)

bt
i
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o -3-58 - o -2-# B

F —~N —N OH
97N

Ci Cl

skt &4 A WO 2009/080250 A7 ifi A2 £ 4 & B 5-
TR A - R -2-H B F A An X MMy o S-F BB A - oR-2-%
¥ B 14 /& A Angewandte Chemie, International Edition
(2006), 45(1),154-158 AR li s & S5-I -wb =g -2-% B8 F B5
& & R F BE AL hu B A AR o

B 23 2-B A K -4-[5-(3,5-— R -XE)-5-= 5 F X -4,5-

—R-BEEee-3-X]-X 7 &

F —~N
27N

Ci Cl
B EH B E 2-8-4-[5-B5-—&A-FXHA)S-Z A F A
-4.5-= BEo 3-K]-XF &8 FE(F B 27) o F AF ik :
'ﬁ{}%‘ﬂ%‘i&

B (0.67 %8 E & ~ 2-i% -4-[5-(3,5-=
2 -4 EMSee-3-X])-X P&t F a3
FVERE(ZE2AAB)AR L D) (210 £ H ) A B A F £ (38
THRHFIRERASY 30 548 KR ANBRAH
KEBRARBHAFRAHA 110°C e & - £
RERZASMHEd Hyflo B ERRBEARTERALEELET T R4
MiFEFEd HBEEANTLHLE  -AKTARA KRB &

- =

\}»’1\\
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BEMERUARLEALEYARBER  EHABERARMNELRS
B wE N 17T 5B EMmE  RESFTEHMHIZAKAS
(2.5 %) LCMS (# s F) 2.15 4548 » M-H 442/444 -

Tt 24:2-F KA -4-[5-(4-RAA-35-—RK-FEA)S5-ZaAF &

45— f-EMEek 34K F B

55 A-C:26-—R-4-(1-ZAFA-THEA)-XFHZHEA

I
I o~y
Ng | (Ir(COD)(OMe).), Ng % 1. NalO,, HCI N3
B,Pin, a g0 2. Pd #4 K,CO, Cl
cl dtbbpy ('37& Br -
F
)
FF

¥ B A
AEATHEAS-RF_MH)=F AF =G5 £x)R
@ cr(0 z2A)FP@EmmA 44-2ZK-THh-2,2-= %
(110 & %) #Hsb e 45 & 8 F &R /o N3 F B T W % (pinacol
diborane) (2.23 L) AR EHERE T RBEH 5 o4 - HLE
AN 2,6-=F-X T H (I A)RRAE S0°C o #hosb iR A4 22
INBF o BB AE R KN Celite R EBRERARBEBER - K%K
BEREMAENTCLHELE AR AL RILEER - A KPR
FHE  BLHRBEMNEBRRRE BRYMWABB/T - ERE

£ R -
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¥ B B

HaH 2,6-— &-4-(4,4,5,5-w F A -[1,3,2] = & % %
IR A -2-)-FR F B (2.32 %) THF/H,04 : 1 & 4 4 (63
)P B R B EEH(5.01 ) BIH AR 30 4548 -
FRTHAKMEBE(N SSEHF)WARFR - £AEBFP
BHER 6 IF > KRB WAKR LB UR S L4 - A

RABE  BRBMANELBRRRE BRYMAEBEMHT —

z
¥ed

N

<
~

N
&

HREREA -

% B C ®
HaE R 2,6-— fK-4-(MB)-RXF H (1.2 £)» THF/H,0

221 RAMQRIEN)THBER AN 2-8-333-Z K -A % (1.2

EA) RESF(1.54 AI)RAR KK 1,3-#2,6-— 2 H A X A)-

ok ook -2-75 B (1,4-3 8%)4e (438 & %) £ 60°C # H R R D

M 3N RIBERANETRUARREK A Celite = L B E o

EAAEAZYREBRERAXRAAB LB B HREG W ER - A LKE

R BHRBELBRRRE ARV yB ESRENIFSIL

BB 2,6-Zf-4-(-ZRFPR-ZHA)-XFHA37 2) @

""F-NMR (CDCl; > 75 MHz) : -64.65 ppm »

LM X BHF I-R-3-Z A F 4 5(1 ZRTFE-T
# % )-% - "F-NMR (CDCl;+ 75 MHz): -63.00 & -65.04 ppm °
DBEMF R BF L-RE3-A-5-(1-ZRFHA-TH L)

¥ - "F-NMR (CDCl; » 75 MHz) : -64.95 ppm °
TE D I-ZAFAX-3-(1I-=ZAFEX-THE)RXzH
G
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Pd ## K,CO, .
Fﬂ\oJ@\ .OH Br\)f F?‘O/@f
OH FFF F
#HI3-Z— A FAA-XMeL (2.5 %)% THF/H,O0 = 2:1 & &
W36 EF)FPHBERIAN 2-%-333-ZA-AHKGB.1 £5)
B 47 (3. 35 %) RBEE(ZXEB)= &1 4 (1I1)(169 %
) £ GOCHBHERERASY T/ - -BERLSNEE R
R Celite R LBE - L AZRBERRRZAATLHKR T 8
) BRREY o AKER > BBBBLBEREE  BRIEHH
WHB LE Rt mFs -8 F AK-3-(1-= £ F 4-
M A)-%£ (1.23 %) ""F-NMR (CDCl;» 75 MHz) : - 57.87

ppm & -64.94 ppm -

FTHE 4-[5-35-—R-4-AEA-XA)S5-Z R FH-45-—&-
gu&—;aga-gs]-z-? A-X P B =& -T 8 2 &%

Cl

1. NCS
N—
2. Ct
o ﬁ@; s Ol
A . /H

#oA4-(B A EMRA-FHA)2-FREA-KXFEE =&-T 8 (1.47
RIPNN-— F & FEBE(3ENS)T HERAWANN-R IR 34 8
EHRE("NCS” )B32Exn) AEBEBLABETHHRERAY
2 /8 - NP % N-R3 8 T K( “NCS” ) (850 £ )M

BEBEETHHERERSS | 8 o # 2,6-— #-4-(1-
ZHRFA-ZHA)EXFTH(1.37 )R Z T8 (0.72 £ H#)»n
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NN-—FBHBFEE(N3EA)FHNERANMRERS B £ K
BEETHERELSN 17T - mAKRLETERR
wEEAEiE e AR RAARE  BHBEMELBERRE - %Y
MR B B &R M et @ AF Bl 4-[5-(3,5-= R -4- R K-
R)S-Z R FRA-45-—8-BB4-3-K]-2-FTR-XFH =K

-T & (0.902 %) "’F-NMR (CDCl;> 75 MHz): -78.93 ppm -

-

i

LM K EREA -2 3-R-S5-(I-Z AR FEA-THA)-

XHEAHRXB T HAF 4-[5-3-8-5--FHA)-5-Z f F £-4,5-
Z R -E ek 3% ]-2-FRA-¥X P =®-Ta - °F-NMR @
(CDCl; » 75 MHz) : -79.49 ppm »

DB X EEA LLASZATAS-(I-ZATA
LA )- XA RXEBE R HBF 4-[5-C-A-5-=Z R F & -
A)S-ZRATFA-45-ZR-BMEa-3-%]-2-FA-XFR=8
-T & - ""F-NMR (CDCl; > 75 MHz) : -62.83 & -79.59 ppm °

BT TER 1I-ZRATFAEAEI-(I-ZRARTFEX-T 4%
A)-FXEAHXB 5 B3 2-FEA4-[S-ZRAFA-5-CB-=Z4AF
A -XA)AS-— R -EB4-3-R]-XFBHE=Z®R-T 8B - @
"YE.NMR (CDCl; » 75 MHz) : - 57.87 ppm A& -79.85 ppm °

BB F:4-[5-3,5-— R -4-REA-XEK)S5- =/ F A-4,5-= &-
Al4-3-X]-2-FA-XPHZAH
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# 4-[5-3,5-— R -4-A A -XA)S-Z A TFH-4,5-= & -
BEe 3-A]2-FR-XRFHE=ZRK-TE(63 ER)N=RF
w9 EH)FHBEBRMAZATFTACEH( “TFA” ) (0.9 %
H) - EBEBEBETHHRERLS Y 20 8 - W AT B T B
MR A KPR R A 0 B OBER MR R E MF R
4-[5-B5- = fA-4-RE-FA)S-ZRAFE4S5-—a-F5%
3-£A1-2-FH-%2F & - °F-NMR (CDCl; » 75 MHz) : -78.91
ppm °
M F K EER 4-[5-3-B-5-R-XHK)S5-=ZaF X
® 4.5-— K -BRek 3-4)-2-FA-RFE=ZR-TEHFLHRLL
A 2F 4-[5-G-B-5-R-FXA)S-ZRFA-4S5-=&-
BMEop -3-%£]-2-FH£-XF & - "F-NMR (CDCl; > 75 MHz) :
-79.46 ppm °

UM F X EERA 4-[5-C-R-5-Z A F X-KK)-5-

Z R ¥ K -4,5-=— BBt 3-A)-2-FEA-XRFEHR=K-T &
e BB 28 4-[5-C-A-5-ZRAFE-XHK)S5-=Z &
PR -45- - R -EEek-3-£]-2-F4A-XF & - "F-NMR

(CDCl; » 75 MHz) : -62.84 & -79.56 ppm °
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AEM T X TR 2-FEK-4-[5-ZRTFE-53-= &
FARAEX-XX)4S5-—R-BEF-3-K)-XF ik =®-T 8 #
ARG R 2-2FRAA4-[S-ZAFHR-5-C-ZAF &K
B -FXA)45- 8 -E B4 -3-%X]-%2 F & - "F-NMR

(CDCIl; » 75 MHz) : - 57.87 ppm & -79.83 ppm -

Kbl 25:1-[5-3,5-= A -XA)-S5-Z A FH-45-—8/-&E

A -3-K]-8 ok -4-3 8%

ERAEMGRBEMUNTERS 21 i g 4-8
-FA-E ook ol E o

THB 26:4-[5-3,5-—RA-XRA)-5-ZaFHA-45-— -2

#-3-K]-XF &

F —N
N

Cl Cl

b1t A # 1 m WO 2005/085216 A it ho o4 B # o

2=

KAt 27 2-38-4-[5-3,5-— A -X A)-5-Z S F £ -4,5-= &
-£

4

B2 ok 34 ]- 3
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T M) 281 4-[5-(3,5-= £ -% £ )-5-
op -3 -2 -1-% B

@ Fxw4l 30:2-9
—R-BE4-3-K)-RTF &

At B 1% 40 WO 2009/080250 £ it Amw A # 4 o

Jh
gl
-
e
FS
W
\'\

g
IS
'
‘o
]
o~
W
il
o
S

{
P

K)-5-Z A F

pil

B 31 2-F K -4-[5-3,5-— & -XAHE)-5-AR=—f ¥F
—8-BEB4-3-X)-K ¥ &
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T OAA[S(R-=R-F A)5-35-=R-KK)45-= 4 -
PR-REPECR-TEZRH

i ke F
Et.N
O + E Cl —ta——> c
HO/N\ CH,CI,

HEF# SREEBRETRIZCERTFRIZ0- g
T 85 (A& #% WO 2009/080250 £ il v A # #) (1.25 # )& 1,3-
—R-S5[1-(R-—R-FHR)-THEX]-X (1.19 )EE WO
2005/085216 Afu A HHIWN R F R (30 EH)F &9 E & A
ZCHEA9 EH) - RERAM B EBIE R R ®HF 2

(1.95 %) 4-[5-(R-=A-F £)-5-3,5- = A-FK K )-4,5-=— &-
EME4-3-4]-2-FRA-RXFH=K-TE(1.69 %) H#TF-—
B BRERA M B ERA MY &I -
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~
N

OEF)FHHBRMAZATFECCEH("TFA” ) B EH) -

EBREBETHHERERS

oo AW B LAEILREH(TRR ' TET

11 2 1:0)mF 8 4-[5-(R-—&-F £)-5-3,5-=&-%K
£)45-— f-F Bk -3-41-2-9 K& -X ¥ & (1.37 %) -

'H-NMR (CDCl; > 400 MHz): 8.10(d,1H)> 7.65-7.45(m,5H) -

4.15(m,1H) » 3.75(d,1H) » 2.70(s,3H) -

T i 5 (5{4-[5-(3,5-— A -FXHA)-5-Z /A F X -4,5-— &, -
B ok -3-%]-2-¥F VoER A B A}- | & % -[1,2,3]

- 3-K)-2-FRA-XRTFE@BAKA
TE X

HEBARO0IEA)B A 4-[5-3,5-—R-KXHK£)-5-F 4
-45-— 8 -EF4-3-K]-2-FRAXFHOI )N =R F.
Q0 ZEH#)R 1 A NN-—_PEHBFEBERFTHNERARL TR

&
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ERERTHME 6 F - RAMERBALBREHWENTLH

(50 EH) AC-mE-2-BEA-BE)KFE=®-T & (0.3

%) (J. Med. Chem. 1998 41+ 236-246) B = T 8 (0.9 & #)
RTLHEGOEA)FHERREUARLEALRAKRA FTHEFF 16 /)
HoRBEASOYWEEGEANY B EER K ALGERE €

/7 8 ¢ 8 50:50)M 7% B/ 4 M AL A % (0.51 % )° LCMS (¥

£ G) 4.00 %4 > MH" 590 - '"HNMR (CDCl; > 400 MHz) :
7.42-7.51(m,6H) » 6.77(m,1H) » 5.11(t,1H) » 4.09(d,1H) -
3.86(m,1H) » 3.80(m,1H) - 3.72(d,1H) s 3.67(m,1H) > o
3.48(m,1H) » 3.26(m,2H) » 2.47(s,3H) > 1.42(s,9H) -

$ B B! (5{4-[5-3,5-—A-XKA)S-ZAFA-45-—&-£[5
o 3-K ]-2-F R -K VP A M E)-F A-2-4 & K-[1,2,3]F
Eok oy 3 B FE=ZR-TEXEH

Oﬁ/o
N\S+'o_
cl H}o
N . N
o
cl FIF
#OG{4-[5-B5-—&A-XAR)S-ZAFHA-45-—a-&F
o 3-RK]-2-FRA-FFHBAKA)-2-BA-BRE)-KTFE=&-
TEE(S )RR FR(U0EA)FAHERALSZE 0°C> A

o oz (0.16

e

)R E A B R(0.04 EFA)RERFEH 2 /8 o
RAMEB _ARFHRBOZHF)AFE L& 2INBE F o B & K (50
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E)v ik c PEEABRE > UBEBMLBERRE N EBEL
BATR M e ibGPRRBROH/TE T E 40:60)Mm4F 22 &
b4 4 (50 £ %) LCMS (F % G) 4.29 4 4 > MH" 636 -
'HNMR (CDCl; > 400 MHz): 7.13-7.59(m,6H) > 5.15(m,1H) -
5.45(m,1H) » 3.94-4.23 (m,3H) » 3.72(m,2H) » 3.40(m, 1H) >

2.45(s,3H) » 1.51(s,9H) -

M 33: 4-[5-3 S-— R -ER)S-Z A FHA-45-—§-8
5ok -3-55 ]-2-F A -N-(2-4 & & -[1,2,3] 5% g-5-KF
)-K F BB 4S 4 FIO)Z H #

®
R

t}m

B A N-GB-mA-2-2#X-7K4)4-[5-3,5-=R-F K)-5-
ZAFHR-4S5-—R-EE%-3-K])2-FRA-XTamziH
NH,
o
. cl FTF
#HG{4-[5-C3,5-—R-FRA)S-Z A FA-45-—8-&15
o -3-K]-2-FA-XFHBABRA}-2-BRA-AA)KFHR=%R-
TEO2 AN _RFRU0 ZBEA)FHERAHE 0°C> A

ZACHBOSEA)RERRFEH 10N F - AHEZTFREK
RS MURA —RAFRO0 EHHE > B Ao aMm
KERQOEA)TARREHZRARx20EH )Pk - 8 A
BE > SHRBEMEBRABEEMNFTHNRLELSHO.13 %)
LCMS (# i G) 2.84 448 > MH" 490 - '"HNMR(CDCI; : 400
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MHz): 8.05(t,1H)> 7.81(m,1H)> 7.80(brs, 2H)+ 7.59(m,4H) -
7.48(d,1H) > 4.36(dd,2H) » 3.85(m,2H) - 3.28(m,2H) -

2.50(m,1H) » 2.37(s,3H) -

% B:4-[5-3,5-=f-XA)S-ZRATFA4S5S-ZR-BEa
BA]-2-F A -N-(2-f & & -[1,23]105 % 4 2-5-% F &£ )-X
VR W

¥
-3-

H

N

Cl H}
N N

SO,
o)
G TF
F

#ON-B-m A -2-84-8%)4-[5-B,5-= A -X £)-5-=
RFA-45-—R-Rl54-3-K]-2-F A -X F 88k (0.2 %)»
—RARFTRA0OEA)THERAS E 0°C> Aab=2(0.32 & H#)
BAErEBA06EA)RE  UREH 485 - A K F
SO ZEH)RBRAY > A 2N B P PRAHUARA KO
E)v R - nBEABRE REEBEMEBRRES WwEBL
BATR M MEBEALGIERROKR/CE LE 40: 60)m 13 ] 42 A
It4 (20 £ #%)° LCMS (F % G) 3.88 4 » (M-H) 534.

3

'"HNMR(CDCl; » 400 MHz) : 7.45-7.52 (m,6H) » 6.50(m,1H) -
4.05(d,1H) - 3.98(m,1H) » 3.72(d,1H) » 3.62(m,1H) -
3.51(m,3H) » 2.46,(s,3H) -
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Tl 34:4-[5-3,5-— R -XHA)-5-F X-4,5-— & -BE[FB4%-3-
A ]-N-(1-F % A A K -k o -4-K)-KX FE K (LS Ad)
z B
T H A 4B A--F A - w32 B
(o]
\&
H2N NH
/
N
\
@ M 10%PA/CR4 EA)AE - X AAARABA-1-F &

o, okt og -3-9 (240 £ ¥ 0 1 £ ¥ H) (Tetrahedron 1998 >
44(1)°3231-3240)» FEGOEA)THERRR A IE RS
T HAL 3 o BFRE D Celite B8 B £ KB T & B R
B MR R A2 S H (110 £ L) LCMS (F % G)0.42 4
4 > (M-H)" 116 - '"HNMR (MeOD > 400 MHz) : 2.96 (t,1H) >
3.00 (s,3H) > 3.55 (m,1H) » 3.72 (t,1H) > 3.85(bs,2H) -

® w05 -8-
AI-N-(1-FEA-3-RAX-wtokog-4-£)- X FEERZEH

hedi

¥ A)-5-F & -4,5-= 5 -8 [k 3.

B EEBA0.18 EH)B A 4-[5-3,5-= R -KXH£)-5-¢
A-45-— B -RM54-3-K]-2-FRAXFHO3AI)N_AT
(10 ZA)R 1 HF NN-—_FEBFEBEBERPIFHERURELET
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BEAATHHE 6 I8 - RASYHRBELKAGHEN =
ARFHROGBO 25) A 4-BA-1-F K -sbokog-3-89(0.11 %)
AR ZCLHKOS5S BN w A%kd (20 EF)PHIERER
¥ RRAAATHHE L6 hBF - ERERSHREANARAL
BB EETEMHMELGPFRR LHR/CEBETE 60: 40)m

2 ABBILASME 4-[5-3,5-— R -BX#A)5-FH-4,5-= &

BEl5o-3-A]-N-(1-F & -3-fa) & & -okog-4-K)-X ¥V 86
B R ABEERBHRLMG E L) 'HNMR(CDCl) :
2.42 (s,3H) » 3.01 (s,3H) » 3.55(t,1H) - 3.71(dd,2H) >
3.86(m,1H) > 4.08(dd,1H) » 5.13(m,1H) > 6.29(br. d,1H) >
7.4-7.6(m,6H) -

FEwp 35 D875 KX EEHAEHILS Y

R s O—y

\ X 0 Bopcl |
4 1 -
R | A + HzN‘CL AZ\\ 1
| s_ R A
AL 7~ OH 0 Hunig's & 3 H o)
AN, & N .
o A S, _
o) (o]

BMBEBE®S 18 Pl —BMHREBE RBFTHFXEHE S
XA A (K T Feyibd i J1-132) HHE LT » &
— G BEMY L AELKTPH ARB-

3 O—n

T He Bl 36 4-[3-(3,5-— R -% B )-4,4,4-= A -T -2-% &
A]-N-(R)-2-Z A -3-AK-BEE2H%-4-K)2-F A-XF¥

B B 2 H
B A 4-Z 8 A -N-((R)-2-2 4 -3-4 & 4 - & [Z ok o -4-
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A£)-2-F R -XF B K

H (0]
O N ’{,
N7
O O

EAEAEARETBRBT H4-LBE-2-FA-XFEHENL &
WO02009001942 FF i im R BN =R F & (200 EHA )R =
FEEFEHEMEOD2 ZEHA)THRFRAEBRRO.53 )
RBEFABARAGDAZRETHENE | VSFHEBNERERAB
A AETHR EZEB A REY 4-TE®BA-2-FA-XTHK
Ricdh - EERT > HR)-4-B A -2-T & -2 [I5% % -3-8
(1.64 % »E#wbl 4 TEBREKRXK_RFTHRA0ZEH)F &
BEREWNZCLHEOGCEN) - AFTRT  AMmEBEAILHH =
FROZEHA)THBER -BAFIARSHNERTHHAE 4
B R A KBS - A INBEAKERT AR - F B
BEHEEBEMERLAEARBR TR EEEMFENZGY £ 4 8
LB ML mBE EBEER M L) LCMS (F %k A)
1.23 448 » (M+H)+ 291 - Chiral HPLC(% #% H)30.18 % 4%
(98.99%)33.62 4% (1.01%)- IHNMR (CDCI13: 400 MHz):
1.20(t,3H) >  2.50(s,3H) > 2.60(s,3H) » 3.65 (m,2H)
4.05(m,1H) > 4.85 (m,1H) » 5.0(t,1H) » 6.45(bs,lH) -
7.50(d,1H) » 7.70-7.90(m, 2H) -

\F

B B 4-[3-(3,5-— & -% £ )-4,44-=Z F -T -2-% &
AIN-(R)-2-Z A -3-M A RX-BEB2H-4-K)2-FX-XF
i

&
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|
9
<

Cl
# 4-2T 8 & -N-((R)-2-2 # 3-8l & # - B [ ok ok -4-
A)2-FA-XPFHBER( )N 12-—82%xG EH)F &%
‘AN 3,5 & 2,22 =R RXTE(0.92 %) 0w B 47 (0.48
) R=ZCTHEOBSE L) £ 100°C o R & MR - &4

N

EEBR RBNLBLEBERAZMH SR - B L8 T BE ER P
KB ZRURRESHHERRBRECHEMNSBELAAET TR
BB -  REMBEAEARM AL (TLE] TE/ROR)RF
AR EBBEOEZAILASH(L L) LCMS (F % A) 2.02 4
4 > (M+H)" 515/517 - '"HNMR (CDCl; > 400 MHz): 83: 17
2 BB E MM ()R (Z)R A% 2 24 1 1.25 (1,3H) -
2.50(s,3H) - 3.70(in,2H) , 4.05(m,1H) > 4.85(m,1H) -
5.0(t,1H) » 6.35 (bd,1H) » 7.15-7.65(m,6H) > > & & # % :
1.25 (t,3H) » 2.55 (s,3H) » 3.70(m,2H) > 4.05(m,1H) - ®

4.85(m,1H) > 5.0(t,1H) > 6.40 (bd,1H) > 7.15-7.65 (m,6H) o

T 37:4-[5-3,5- = R-XHA)S5-Z A F X-4,5-— & -8

% 7 i1
d -3-451-2-F A -N-((R)-2-2Z A -3-f] A& -E 2ok ok -4-4)-

o

X P BRI 2 JEH Y %
BB A BEEMS  23456-cAARXA-FHEREZHEEILY
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£ 80°C fu#k 1-2F £-2,3,4,5,6-Z £ %(0.52 )& &
FOSAIWTFTROEMFTHFERE 1818 - FRERS
MBIAN—_CLBUARAEZERMDRELEASGECERNOERAEAY

(0.90 %) M.p. 162-165°C (» #) > LCMS (¥ 7+ G) 1.08 »

® 4 M* 505 ; '"H NMR (400 MHz » CDCl;) 8.78(d,1H) -
8.05(d,1H) > 7.78(d, 1H) » 7.39(dd,1H) - 7.18(d, 1H) -
6.73(m,1H) + 6.41 (d,1H) > 6.09(d,1H) » 5.50(m,1H) -
5.04(d,1H) > 4.98(d,1H) > 4.70(m,1H) > 4.63(d,1H) » 3.98(s,

3H) > 3.97(m,1H) > 3.74(m,2H) > 3.10(m,1H) > 2.81 (m,1H) >
2.30(m,2H) > 2.05(m,2H) 1.41(m,1H)+ '""F NMR(376MHz -

CDCl;) -132.67 (s,1F) » -146.60(s,2F) » -158.28(s, 2F) ¢

® DBy KB 3A4S5-ZFRAAFTEAEFH AL
MAEEEA-FEA-_E2FH ALY -

73

149



1487486

£ S'CkB)BERA M SM & ALMER0.09 £ H )
ANBERBEERGO%AEKT » 0.024 BH)o £ 5°C B 5 R
15 748 KRB AN 4-[3-3,5- =~ R -XK)-4,44-Z /-7 -2-
Mo B B ]-N-((R)-2-2 & -3-f1 R £ - £ ok o -4-4)-2-F % -
AF@BE(OEA)RE-FALEEHELDL (20 £ 1) (F &
AR EH)THKR-BEAS T A5 B %28 #H
BERY - £ OCHRREHILSAN 4B - A_RTF RHE
RERLASY  BRBLBHBrBEAAEZEZTREMY TR
e  REBUWINBBLAEENAEIL(GTRR RR/ZHET
B S%)MAFHAZMIALON(OE L) AMEHE HPLC 5 #
(F ik H): 18.7 5 48 (42.5%) » 19.6 4 48 (24.2%) » 21.4 % 4@
(8.5 %) » 22.8 4 4 (24.8%) -

UM #ER3A5-ZFREAFTALEEH L%
B o 5 T e A BE MM G38 £ L) 18.5 & 42
(14.9%) » 19.5 5 48 (35.9%) > 21.2 » 48 (12.5 %) > 22.7 » &
(36.7%) -

UM F X R 2,3,4,5,6-E A EEA-F A S E YR
MEBBYE  FEATHRHGSGEHERHQ £31): 18.6
(16.8%) * 19.6 4 4% (38.0%) > 21.3 548 (9.2 %) > 22.7 & 4&

S

\S

48

(36.0%) ©
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& A

Cc

A (Ia)it & 4
|

fe4 | R Y' | Y? Y? Y* R? |LCMS # |RT (% )

W 4 % %)

Al Me CH, | S S CH, |H |F 2.20 519/521

A2 Me CH;, | S(O) |O CH, |H |F 2.04 519/521

A3 Me CH;, | O N-Et |CH, |H |E 2.02 516/518
‘ A4 Me CH, |N-Me [N-H |{C@O) |H NMR % B &6 34

&% B: 4t % R (Ib) :

(b)

N
o)
. s |R G' |’ LCMS |RT (% | Bk
1 4 x ik 4%)
%
Bl Me O |H F 1.99 500/502
B2 Me 0 CH; A 1.99 516/518
B3 Me 0 KA & A 2.06 538/540
B4 Me 0 ¥R F 2.17 590/592
< BS ) |[Me |0 [222-Z=fz#% |F 2.11 582/584
Bs” | Me 0 CH,CH; F 2.05 528/530
B7 Me 0] 2-FRATH F 2.02 558/560
B8 Me 0 E-TH F 2.14 556/558
B9 Me o) 2-BATK F 1.94 544/546
B10 |Me 0 ogoE 34 F 2.13 572/574
B11 Me @) BTH F 2.16 554/556
Bl12 |Me 0 §ETH-3-% |F 2.06 556/558
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s | R G' |R° LCMS |RT (% g 3t

4 x ik 4%)

%,

B13 | Me 0 3-FA-T-2-4 4 2.04 570.29

B14 |Me 0 4-mf k¥ K 1.90 637.28

B15 | Me 0 1,1,1- = f A k-3- 1.96 598.24
3

B16 |Me 0 4-5-F K J 2.04 610.27

B17 | Me 0 LLI-Z &/ Tx-4- |] 2.01 612.27
#*

B18 | Me 0 2-RATE J 1.80 555.24

B19 | Me O 2,6-—F-F K J 2.04 628.29

B20 | Me o) BRAAFHR J 1.95 556.3

B21 Me 0 2-[1,3]=[E-2-4 |7 1.88 616.3
T3

B22 |Me 6] S5-Z 8 FHKkdh |) 2.07 650.24
2-AFA

B23 | Me 0 2,5-—F K& J 1.85 611.32
-2H-[1,2,3] = 2 -4-
AFR

B24 | Me o) BTHAFTHR J 2.05 570.29

B25 | Me 0 3-RER K J 1.82 569.27

B26 | Me 0 v f-othodg-2- % F | ] 1.96 600.33
-3

B27 | Me o) -FA-AmHA J 2.14 620.33

B28 | Me 0 T-2-% % J 1.92 554.25

B29 | Me 0 BLEAFHA J 2.18 598.34

B30 | Me 0 (7 %%.-2-BF) J 1.93 587.26
O-F &-5)-1- %
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C: & (Ie) e #
O~

ie4 | R A R LCMS # |RT (% Y1k

s ¥ 4%)

%o

Cl |345-=Zf-%4% CH |z# F 2.09 562/564/566

C2 35-—f.-4-%-%K% |CH |(zH F 2.09 605/607/609
. C3 |35 =—&4A-%X% |CH |Z4k |F 2.04 546/548

C4 |35=ZH#F#4-%- |CH |k F 2.15 630/632

A&

Cs 3-5-5-F-F A CH |k F 1.99 512/514
C6 |35-—f%A N 22+ |F 2.13 583/585
2-Z &,

%3
C7 3,5-—fLEHR N %3 F 2.03 529/531

% D: X ({d)it 4
O-
4
® - h AP 9
r H\L/\N—Rg
N
o}
4 | R R® LCMS F i RT (% | Bk
4 4 4%)
%.
D1 3,5-Zf-X K z% |D 2.21 578/580
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% E: KX (Ie) 1t & %4

(le)

4 |R° G' |® LCMS |RT (% )
4 F ik %)

El Me O |CH; F 1.98 514/516
E2 Me O | CH,CH; F 2.06 528/530

% F: KX (If)4t 4 %

fe4 |R® Yl | Y? Y? Y* |LCMS |RT(%» e

W 4% F ik %)

F1 Me CH; |[CH, |N-CHP |O F 2.20 590/591
d @

F2 Me CH, [CH, |{N-CH; |O F 1.80 514/516

F3 Me CH, | C(O) |N-CH,C |O F 2.02 542/544
H;

F4 Me CH; | C(0) |N-CH,C |O F 2.11 596/598
F3

F5 Me CH, |O S(0) 0 G 4.07 536

F6 Me CH, |CH, |N-(4-¥ |[SO, |F 2.02 654/655
fH4-%
#)

F7 Me CH, |CH, |N-2- SO, |F 2.41 630/632
22-=
ATH)

F8 Me CH, | N-CO | S(0) 0 G 4.29 636

OtBu
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i£s |R Y' | Y? Y? Y* |LCMS |RT(% | H##k
4 4% Kk 4%)
.
F9 Me |CH, |[NH [S(0) o |G 3.88 534
% G: X (Ig)b4s 4 -
cl
5 b (l9)
0]
Cl F,C i [ \N__Rg
N *
o (0]
@ [t [scswup [£CH @ug R HPLC |RT | H##
sk | 162 L% Ik (&
% %)
Gl S) (R) & H 213 -
G2 | (R (R) z% |H 19.8 |-
G3 | (S) (S) z% |H 211 | -
G4 |(® (S) z% |H 17.1 |-
G5 | R) 222- |F 225 | 582/584
ZRT
F'S
G6 | (S) (R) 22-= |F 2.09 | 564/566
ATHE
% H: X (Ih)t 4 # :
3
R O\IN )
R4 /A2\1 O\
| H N—R
A§A4 N .
5 o)
fee | . LCMS | RT (%

. ~a 4 3 9 7 +
#{]n& A:%A" R R R f‘;f éﬁ) MH
.

o 1.78 546.31
HI g @ CF; | CHCH; | I
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b& ,
A » LCMS | RT (%
waw | O R* R’ R’ MH'
: o Fik | 4)
iR
. | J 1.85 | 530.64
H2 I /é CF; | CH,CH;
) c
N ! J 192 | 567.25
H3 /é CF; CH,CHj;
cl
‘ | J | 185 | 517.24
7
H4 g /é CF; | CH,CHj
c ' ,
G J 1.94 | 556.27
HS5 @A /@ CF; | CH,CH;
cl
w 7 ] 175 | 55526
e | LI Ij CF, | CH,CH,
6 J 2 567.25
H7 Y /@ CF; | CH,CH;
N e ¢ i ;
: J 1-82 | 516.26
HS Q. b CF; | CH,CH;
c
o ) J 1.9 | 594.14
o | I )é CF; | CH,CH;
c
cl J 1.97 566.27
H10 | /@ CF; | CH,CH;
c
& J 1.89 | 564.28
mi | L /@ CF; | CH,CH;
o] Se
] B J 1.89 | 574.19
e | QL © CF; | CH,CH,
a Tee
] a J 1.9 | 546.23
s | CID /@ CCIF, | CH,CH,
c
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b4
e P LCMS | RT (%
4 C : R} R’ MH"
i A | R wik | 4)
.
] o> J 195 | 677.26
s | QI @ CF; | CH,CF,
o G ] 1.88 | 600.28
His | /@ CF; | CH,CF;
c ..
= J 195 | 585.24
H16 /é CF; CH;;_CF;;
cl hs
~ . J 202 | 621.25
H17 1@ /é CF; | CH,CF;
° o~
! J 195 | 571.22
H18 @A /é CF; | CH,CF;
c
N ] 2.03 | 610.25
o | I O\/é CFs | CH,CF,
. J 1.85 | 609.21
H20 e ] /é CF; CH,CF;
N ... Ct T
] ! J 193 | 569.83
H21 @ /é CF; CHzCF;;
a
® . J 199 | 648.15
2 | I J{) CF; | CH,CF;
c b
e G J 205 | 62025
H23 /@ CF; | CH,CF;
c
] cr, J 198 | 61826
Ha | I /@ CF; | CH,CF,
a A
] a J 198 | 6282
wes | O /@ CF; | CH,CF;
a .
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ttb ,
A LCMS | RT (%
4 7 A 4 3 9 MH"
ik | L R R R Fk | &)
5.
§ cl J 2 600.22
He | LI © CCIF, | CH,CF;
a
% T XKt 4
3
R\ O~ 0
) j
R* A o ., _
C 0ol
A
\A4Jﬁ(
o)
s | JE4E1% | LCMS | RT (%
e | L F R | ® o T oM
dall R ik | FE | #)
) . J 1.82 | 537.23
1 ©/ /é CCIF, A
o
] . J 1.88 | 537.14
2 | T ){) CCIF, | B
c
c J 1.9 555.13
Cl
13 ©/ c.jij"~ CF; A
o ] 1.95 | 555.15
Cl
14 ©/ C,jii‘--. CF3 B
] o, ] 1.82 | 555.22
I @ /@ CFs A
o
] o, ] 1.86 | 555.22
16 O/ /@ CF, B
o "
o ] 1.91 | 599.13
Br
17 ©/ C,j@--. CFs A
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TS
e A JE481% | LCMS | RT (%
% r R* R3 MH"
el RS B | Fx | %)
! J 1.95 | 599.17
Br.
s | T Cl]gj\.., CF; | B
. J 19 | 647.07
|
v | I Cljé.._ ck | A
J 1.95 | 647.09
1
J10 ©/ c,jé‘., CF; B
] o J 1.82 | 565.14
Jn ©/ /@ CF3 A
c he
] : J 1.86 | 565.14
n2 | QI /é CF; | B
cl
G J 1.82 | 539.19
F
I3 ©/ c|ﬁj‘... CF; A
| J 1.86 | 539.16
F
J14 ©/ mjé\ CF; B
‘ o J 1.75 | 522.19
.~/
s L /@ CF; A
A
G J 1.78 | 522.19
o
J16 g /@ CFs B
| A
. o J 1.82 | 585.12
,_ n | O /@ CFy | A
a
. o J 1.87 | 585.09
ns | CIC )ij CF; | B
ot Se
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14 :
R JE451% | LCMS | RT (&
i 4% O R* R’ MH"
" L | B | x| @)
| J 1.9 557.15
J19 /é CF; A
cl
: J 1.94 557.2
120 gj CF; B
o
| J 1.86 | 547.21
121 @A /é CF; A
o
! J 1.92 547.2
122 @A /é CF; B
cl
w J 1.68 | 546.18
X
123 ©/ ;@ CF; A
O J 1.72 | 546.18
X
124 ©/ D@ CF; B
] . ] 1.77 | 507.16
125 @ /é CF; A
cl
] o ] 1.81 | 507.15
126 @ © CF; B
o A
i @ J 1.66 | 521.26
21 | CIL |er> | o | oA
§ @ J 1.71 520.72
128 ©/ o | CFy B
o, ] 1.85 | 589.24
o | T CF,/©... CF, | A
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164 2
oy . ;| %% | LoMs | RT (5
4;% b | R R g | e | sy | MT
Fa J 1.89 589.23
130 ©/ CF/é-.. CF; B
e G J 1.86 | 575.16
s | I /@ CFs | A
cr, J 1.91 575.15
J32 CF B
E I ] . 3
& 1 T e B
b BB BARAXNDNCE S HIHRE/REHLE -
fo F
4 K 3 &’ 3%k (Spodoptera littoralis)(3& & #% # & (cotton
leafworm))

CERBAEKXEN 24 #ME

mETHEPHERELR
R ik B EAR

ML 200ppm B9 3 A R 2 R IBEREFH o £ &%
B # X S5 &
MAE ST %

Cl~C2-~C3-
F4 ~ G1~ G3~

£ F

budworm))

C4-~C5~C6~
B G5 -

Ll 884 & &k % -
CBETAPAERAG

s (Heliothis

f 8B

virescens)( & & # (Tobacco
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B0 E 24 0B R)ENAEAAZRRY 24 HAMEAZ
M bt B EBR BE R 200ppm(£ F T HHEE A 18ppm)
WA ERZRRBRBERRE - £3BF 4 X2k WAL
AT R -y ELECTENRLERBH -

FTRAHHHEFTEHELE D 80%4EH A1~ BI -
B2 - B3~ B4-BS5-B6:B7- B8 B9 B10+ B12+ CI ~
C2-C3-C4-~C5~C6-~C7~D1~E1~E2~F1l- F2-:F3-
F4 - Gl~ G3 -+ & G5 -

0 % #& (Plutella xylostella)( % % & (Diamond back @
moth))

EAANRRERE 24 FAHIR B (MTP)## & & & &
2 200ppm(£ F P HEE A 18ppm)E A 2 X RBRERR
W oo @BE Bz  MTP & L2 B4 &(EH#H 72 12 £)&
o ARF ORI O KRAKBZIYEL T ENNLEKRAG -

FHSmHE NEREALAZEZ D 80%E4HAI-Bl- B2-
B3 B4 -B5-B6-B7-B8-B9: Bl0- Bll+ B12-CIl ~

C2-C3-C4-~C5~C6~C7-~D1~E1~E2-~ Fl-~F2-+F3-
F4 - Gl~G3 - & G5 -
#% % ¥ B (Diabrotica balteata)(® #* & &)
BEAEAEERY 24 AMERAEFHEMIP)ERKR B &
£ 200ppm(£ H TR E A 18ppmIe A EF X KRB R AR
o BBEBEzE O MTP & L2 HA 4 &(HH 6 £ 10 £
o ABE SKRZIHB HKAKSZYHERATENLE KFH o
THRALA D HEETRBAALZE Y 80%IE 4 1 Al- B2 -
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B3-B4-B5-~B6~B7~-~B8-~B9~B10~ Bll1~ Bl12~Cl~»
c2-C3-C4-~C5~C6~C7~-D1~E1~E2~ Fl1-~F2~F3~-
F4 - Gl1~G3~ B G5~

B #F ( Myzus persicae )( % #k #f & (green peach
aphid)) » % % # K &

HEREF RO BBFR LI RIS RAEERNERN
KRABERT - EN 6 RZB  BAKCHATERHHAY
GO E I O

‘ T H T ELED 80%IEH B2-B3- BS-
B6 - B7- B8~ Bll1~-~B12~C1~C2-~C3~C4-~C5~ C6~
C7-~E1~E2~Gl~G3~GS5-

2 & & (Thrips tabaci)(J® & % & &) (Onion thrips))

B RXERBRAREN 24 A M ERALFRFPHAE L
B 200ppm ey s A R 2 KB EREZE - L BB 2K B E
FRABEURESGFROTBHRE £BF 7 RZHKE ' BRA

- R I el

TS HHBEASALED 80%EHAL-B2- B3
B4~ B5-B6-B7-~B8-B9-BI10~Bl1~B12~ Cl1-~C2-
C3~C4-~C5~C6~C7~D1~Elt~E2~F1~ F2-~F3-F4-
Gl ~G3~ B G5~

= & # 3% (Tetranychus urticae)( = % ¥ 3% (two-spotted
spider mite))

BMEEN2AH M EAL TR FHOER LY S EE B
L 200ppm & A R 2 R BEREH - B8 BE2% #BHEA
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AR URSFROMBHRRE - £ 8 R % WAEBBF
MrETE - -HEATERAERLCTE -

TR H —_BEHEAZYD 80%iE# Bl B2
B3+ B4 B5-B6-B7-B8-B9-B10~ Bll>B12: Cl -~
C2-C3-~C4-~C5~C6~C7~E1~E2-FIl~F2-F3- F4-

Gl~G3- & G5~

[B XM\ ERHAI]

[ 2 a4 %35 9A)
&
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T 1034 12 B | BEER

>h. 1>
{ =R g (@ﬂii\f
+~ PEHEHNEE

—

— & X ()it & 4

R® N
é:7<;/JL\T/Ai ; . /YiYs )
N A 0!

B’ P

A"~ A AR A BB s C-H C-R* & &

G' & & % #

L & % 4 5% C-Csg1¥ 32 &

R'#Z & -C,-Cs e &~ C

A& -C-Cst A & Ci-

Rzﬁ,ﬁ\c,-cg@'m&ﬁclcgr%

R % C,-Cg & 5% %

R'B A H8 -2 RRRAWFAX R GHELARE
=18 ROBR K ¢y s 8 4

EEMR LBELAEEF - A A - C-Corw & ~ C3-Cs &

Bk ~Ci-Cy A~ Cr-Ca i Bk ~ Cr-Cg @M & ~ Cr-Cy B

B Cr-Cs B &k ~Ci-Cag AR ~Ci-Cg tamm AR ~ Ci-Cy

bR A B A -X M E®EF LY M@ R — &K

-CH=CH-CH=CH-# # % -N=CH-CH=CH-#% #

EEMRHBrABE - RA A C-Cit A Ci-Cs &

Bk ~ Ci-Com BA KR Ci-Co i bt R A

Y's CR'R®> Y?% 0> Y’ N-R° A Y'3A C=0;
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103412 A | HiEESRE

HEM R AR GBLIAEL - 8% C-CoA K C-Cs 8 5
A

BB R GBI E - LA RA-C sm% Ci-Cs 32 % -
C-Csmieh ~Cy-Co B A ~Cy-Cs B £ > £+ — @R
F 4 O-~S~S(0)&k SO, B~ &K C3-Ca BH A -C-Cy 12 £
C;-Cs B 4 -C-Cg 52 % > ‘Pi& AR —@BHEREFH O-
S~ S(0)x SO, & # - &CM%%R%C(%@%%*QCs
e A A Cl-Ce A A-C-Cy i & ~ Co-Cg i & ~ C,-Cs i
# ok~ C,-Cg #e & ~ Co-Cs BBt & ~ X & - =@ R'
R REXA-C-Colr ik~ XRE-C-
#

0
& rw
W
W
_E.
qup
N
4

#18 RO #HBLAEEE - A - HE - C-Cyg & ~ C,-Cy
Ak~ Ci-Colt A& & Ci-Cs B8t ALK
xH B X N-21th -

2w P FEALEE BEZLEAY H Piitd i X
(la.E)ft & 4 :

R3 O~y
R4></K( &

Sk P HEAHNKEA L | R 2 BEB2ZILAY HP A B
C-R°» A2 C-H» A A C-H» A* A C-H -
4 b EAHBEB S 1 BZLAY P RPB &=

(1a.E)
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1034 12 B | HEEEBRE

FHERX=ZAF A -

SR HEAHNEEE | Hziteby £ RAm—Z
=18 ROBm 4k ¢y X & -

6l ¥ HEHELBE | BE2Lsd £ F R BB A
A-BEAX THE - RTFA

T e HEAREE 1 B2ziLsdd £ F& ROIE LW
BR R E - -HEAC-FEA-ZE-ZAFEAFAE
R=ZATFAK-

() . EHBEE 1Az M £+ ROB A - &
B-C-Cohe & - C-Cyli & ~ C3-Co B A ~ C3-Co A
PR AF— BB Fik O-S-S(O)&k SO, E % C,-Cy
B A C-Cof e AR A Cr-Ce £ Cr-Cglt A% £-C,-C,
A REA-C-Cotr A Ay EAHH»E - 2=HR"R

53 A-Ci-Catg KA R 5-6 B3 K-C-Cole &

A3 A8 — 2R RA  ZREFuptLs

I SR S SR SR S R T
A 5

SOk P HEAHKLEE 1Bz oM £+ R A&H-C-Cy
be Bk - C3-Co B A ~C-Colase & ~C-Cog A % ~ C,-Cy
2 R-C-Co sk ~ FEA-CH,-mA-RKXK-CH,- H ¥ 3%
¥A¥ s - 2=MARRA -%HmAHEe—2=8R""R
X & ok g B - & 98 K (thietanyl) ~ £, 3 38 T & %4 (oxetanyl) »
FoA-EB K~ AR AK-EEBK -
10. 40 % 3 $%’J§&l%lléz4bA#h’ﬁ-?Rﬂ%EP
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103 4F 12 B | B IESTE
ZHE -BARES-BTA - SEHBETHELA E£82 K- = 8T
X -—RCCA -HARAEX - BAEX - RAFHRFHR L -
ZF=M@ R BRAGFHA - FHR-RL—F2 =8 R'"R

X & otk o - F
Mo ¥ EHEBE | B2itdbd ¥ R B T A K
ZRFPACTHE

12.— #& X (Int-1)4t A 4% -
X A\ Y\Y3
o R (Int-1)
A L™ 1,
G' R

£+ AV APV A A G'SLR'VRP Y YA Y R Y
ot P F EAEEE 1 E 11BFE—B&G X)L S WA
REALX @+ AR X AHRA - FE@BA - CH=N-OH X ¢
B RHEBR N-RLth : &

£ (Int-11)1t 2 4% .

C)‘K{ Y\
A 4%( A/ (Int-11)

g+ A"V AT A A G L R'VREA Y VYA Y R Y
o P EAHEBE1Z 118 P42 — 85X ()L W
% % B X% CH,-& % - CH=C(R»)R* & CH,C(OH)(R>R*
B RAR GoHFHEANERSE 12 11 B E—BEY
K(Miesmmas  ELBRN-HRAY -
I3.—RHHERAR/ZEZH EF WA T LMY FH Xk K
LB REAREZI Y HEANLBE 1 £ 1138 ¢4 — E
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103 4£ 12 B | BEIE&HTEH

mERAA(NVCE MR ER T LM - FF 4 WA &£ KK
hb R XA EADABRGHEY -

4. — et HeSPBRETFAREZI LT FEAHNEHR
21z 11AYE—FAmcaaA()esH EARFT RS
BB EFTHERD

15.—#abith HERETEIHREIRT ARARTE
AFHREZR”B B R, AB e HFHEHNGEAE 1 £ 11
BAPE—BAEASANILSWBE RS BAZEK - B A

Q@ /=2 werwm - zEwu@ates - EFEAB - CRDEK -

(L E - CHBBEY - FHAME CEX - LAGHE A

S - PYHEBEE R ERA  BEKRBABLEAN - KARMK

£ CFBREF CKFRZCARBYL -FERFE - BEAEER - AX

REZ -HALwmM - Beg I~ dF > BALER > AR

AT FB8 3 28K E2HRAT -£2BHE(EH S-£8H %)

AA4FE - EFog - Z D% - ZAFXEA - -T4HBEF - ME

@ﬁﬁ‘miﬁiT‘§ﬁiﬁ‘ﬂhiT‘%%i

‘ T~ M R gk s sk EiE v FREA - AREA - FRE

ni\ﬁ_%(ignixQ_Xigngé_\d:é;l{igu&:\[@D*uixij}éﬂ*a&x

EoFox vy L EE C RA KB - EAKEA - ZRAFEH K
AR - AE&H  HIFR BHAKRFXRFF®E -

A B
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