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gl CF3 N
Ccl CF3 CH
Br CFs N
Br CFs CH
I CF3 N
I CF3 CH
H CF2CF3 N
H CF2CF3 CH
CF3 CF2CF3 N
CF3 CF3CF3 CH
E CF2CF3 N
F CFzCF3 CH
cl CF2CF3 N
Al CE:CEY CH
Br CE2CF3 N
Br CF2CF3 CH
I CF2CF3 N
I CF2CFa CH
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[0607]

[0608]

[0609]

[0610]

[0611]

[0612]

[0613]

[0614]

Z 2

Rt R At

H CF (CF3) 2 N

H CF (CF3) 2 CH

CFa CF (CF3) 2 N

CFa CF (CF3) 2 CH

F CF (CF3) 2 N

F CF (CF3) 2 CH

cl CF (CF3) 2 N

LN CF (CF3) 2 CH

Br CF (CF3) 2 N

Br CF (CF3) 2 CH

E CF (CF3) 2 N

I CF (CF3) 2 CH

H CFE:CF:CF3 N

H CF;CF3CF3 CIE

CF3 CF2CF2CF3 N

CFE3 CE2CF2CFEF3 CH

F CF2CF2CF3 N

F CF2CF2CF4 CH

X CF2CF2CF3 N

cl CFECF2CFa CH

Br CF2CF2CFa N

Br CF:CF:CF3 CH

I CFCF2CF3 N

I CF2CF:CF3 CH
A(De] B wwe] S8 o714 ne 1, me 0, AN, TR, R 2AL
oj dhte) &S b
2(1)e] B we] e o714 n 2, ne 0, A N, DR, R LAL

st 23S vehd

Ao B age] HAE 714 ne 0, mS 1, AS N, TR, R 2AS
of= shtel 2§ vehdh,
21(1)9] B wye] FE of7]H ne 1, nd 1, AS N, 2R, R EAL
ofx ste] 2§ tehdc
A(1)e] B wme] BFE oM ne 2 pe 1, AN 2R, R EALS
of= shtel 2§ vehdh,
A(De] ¥ wwe] HFE o714 ne 0, n 2, AN, DR, R RAL
ofx ste] 2§ tpehdc,
A(1)e] ¥ ue] e o] n& 1, me 2, AS N, 2R, R EAL

ol shte] 2ee vhedn
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[0615]

[0616]

[0617]
[0618]

[0619]

[0620]

[0621]

[0622]

[0623]

[0624]
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21(1)9] B wye] SFE o7]A ne 2 nS 2, AS N, DR, R ZAS ¥ 1 Ux % 20 udE wpel go
o Fhpe] 23S yERY.
A(IR)e] ¥ wge] 3%
HaC,
0 CHz
R} 828
N N =
[ > pr 0B
‘\A.] O N

7N R, R RAS E 1 U E 2] JAH whe} 2 o= shbe] 2gS vehiich

A(1IF) 9] & el st

HsC
0 0. ,CH2
- e
Sz N —
R? TS y—r' (1P
N Y
A N
A7IM R, R HA2 % 1 WX % 20 ydd vpe} 22 o= shte] 23S yepdL,
2 ol FgtEo] WAl 2E Yehe slEY dE2E, dAFE dAF, odxd f3 25 2 fE =7,
9 AF5:S Xgey. By FAH o 3] s5S 2.
A A (Hemiptera) : of'@7-(Laodelphax striatella), W@ (Nilaparvata lugens), % ¥5=7(Sogatella

furcifera) % #2& EF (Delphacidae); F&ui7]Z(Nephotettix cincticeps), FHETUWIZ
(Nephotettix virescens), W 2-*7]ojuln]Z(Empoasca onukii) <] ©ju|ZFF(Deltocephalidae); Eﬁ‘rx""%
(Aphis gossypii), H5olSARAE(Myzus persicae), YHlF7+ Y & (Brevicoryne brassicae), ZHUFIT
% (Aphis spiraecola), 7LZ}'T—?.?{;\E(Macr051phum euphorbiae), M}ﬂ*??él‘}’l%(/&ulacorthum solam) 717
B 72 2 A& (Rhopalosiphun padi), HA4E|XRE(Toxoptera citricidus), 2 Haol7tF3l g(Hyalopterus
pruni) 59 XY ERF(Aphididae); EM == A|(Nezara antennata), A|HGTIS = H(Eysarcorls parvus), =
HYuF =2 A (Halyomorpha mista) 5% XY A5 (Pentatomidae); wUhe]l7l7 & 2]== 4] (Riptortus clavetus)
s &g = A (Leptocorisa chinensis)s® Z#3]Z AT (Alydidae); "FEZHEH =R (Trigonotylus
caelestialium), ZMIZSAHw=A(Stenotus rubrovittatus)s52 FAH=BAF(Kirkaldy); A7}
(Trialeurodes vaporariorum), WHl7}o](Bemisia tabaci), Z&7F#¢](Dialeurodes citri), B7FA7}F0]
(Aleurocanthus spiniferus) 52 7}Fo]F(Aleyrodidae); #5H2Z-X e (Aonidiella aurantii), AFZA|ZHA]
HY (Comstockaspis perniciosa), AE#HZ 2x%  2AY(Unaspis citri), FHZA™HE# (Ceroplastes
rubens), OlAlE oA M (Icerya purchasi), =4A7FFZAHH (Planococcus kraunhiae), E7FFZA4Ee
(Pseudococcus longispinis), ¥ -52x ¥ 2] (Pseudaulacaspis pentagona) 52 ZHAE#|F(Coccidae); B
-o](Diaphorina citri), wiu§-o](Psylla pyrisuga), 2 ®E|ZA 27t FZH =2 (Bactericerca cockerelli)
59 UFRAYF(Psyllidae); wiubFsid d|(Stephanitis nasi) 59 Wl F(Tingidae); A4 #@lEghy]
$2(Cimex lectularius) 5¢ RIHF(Cimicidae).

Ol A E(Lepidoptera): ©]3Hu¥(Chilo suppressalis), X o]3}H U (Tryporyza incertulas), 291
(Cnaphalocrocis medinalis), &3}du(Notarcha derogata), 3+#=uiH(Plodia interpunctella), ZHu
(Ostrinia furnacalis), ®WlFW ¥ (Hellula undalis), 2 )X ZF U (Pediasia teterrellus) &< Wy

(Pyralidae); SHiAA™ W (Spodoptera litura), b (Spodoptera exigua), E W (Pseudaletia
separata), =S (Mamestra brassicae), BAAMFIE L (Agrotis ipsilon), 7FralFad /v (Plusia
nigrisigna), EZZEFA|o}E(Trichoplusia spp.), @2 LE|2~F(Heliothis spp.), % HulvpgE
(Helicoverpa spp.) 52 Wipws}(Noctuidae); W53 UH](Pieris rapae) 52 duu|3}(Pieridae); oF54 ]
o] 2~<:(Adoxophyes spp.), E%oluHH(Grapholita molesta), FWH(Leguminivora glycinivorella), ubdb
(Matsumuraeses azukivora), OfEFHdZo]unl(Adoxophyes orana fasciata),  XefRF-HQ]wroluprk
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[0631]
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(Adoxophyes honmai.), xF&lo]ubst(Homona magnanima), 7455l @o]ual(Archips fuscocupreanus), 2
=@ (Cydia pomonella) T2 Ado|upF(Torsuch); &W7FH=1}"(Caloptilia theivora), ¥ Alzzot
(Phyllonorycter ringoneella) %9 7FeuF(Gracillariidae); B-<%ol4 2y (Carposina niponensis) 52
A YF(Carposinidae);  FY¥ <4 (Lyonetia spp.) &9 ZFWWF(Lyonetiidae); vIW| < (Lymantria
spp.), % SuhlZ:(Buproctis spp.) 52 S (Lymantriidae); ®j5Fwb(Plutella xylostella) < X
U (Yponomeut idae); *58}c}elub W (Pect inophora gossypiella), 2 ZAYH(Phthorimaea operculella) &
o] Bt (Gelechiidae); V=3 E1(Hyphantria cunea) 59 EYUHF(Arctiidae); 2 2FYH(Tinea
translucens), B Z%FU"H(Tineola bisselliella) 59 =&} (Tineidae) %.

o=

Z A H e & (Thysanoptera): Zx-H& 82 (Frankliniella occidentalis), 2o]Z&ANHd(Thrips parmi), =3

A e (Scirtothrips dorsalis), &A™ (Thrips tabaci), tiRIsA1' e (Frankliniella intonsa) ¢ &
ANEH 2 (Thripidae).

98] 5-(Diptera): WFHE7](Culex pipiens pallens), 22w R 7](Culex tritaeniorhynchus), % <dj
AR 7] (Culex quinquefasciatus) &< RE7]F(Culices); °1FE «£H7|(Aedes aegypti), B AZHH7](Aedes
albopictus) 9 wE7]F(Aedes spp.); THEED/NE7](Anopheles sinensis) 9 GDFEMNEIF
(Anopheles spp.); 57]&°]3}(Chironomidae); 32 (Musca domestica), % %332l (Muscina stabulans)
59 F =g P (Muscidae); F7d3F8] #H(Calliphoridae); 132 (Sarcophagidae); H3 32| #(Fanniidae); A
A 32 (Delia platura), 2 A3 (Delia antiqua) T2 2323 (Anthomyiidae); W =u}e]
(Agromyza oryzae), WAE7I92](Hydrellia griseola), EvIE &9 2] (Liriomyza sativae), ofdg7+elzs}t
2 (Liriomyza trifolii), @ <=3 (Chromatomyia horticola) 52 =32]¥(Agromyzidae); WZ7]=3}z
(Chlorops oryzae) &9 *%=38 #H(Chloropidae); #3&](Dacus cucurbitae), 2 AF3)FHate](Ceratitis
capitata) &2 A3 (Tephritidae); Z3+2]ZH(Drosophilidae); w7Fgo} 23|2tZ2tE] 2~ (Megaselia
spiracularis) &9 W53E]3 (Phoridae); E=H|o} &R HAEFEH(Clogmia albipunctata) &9 wasbe]sd
(Psychodidae); ®¥2]3(Simuliidae); 4]%ol(Tabanus trigonus) ¢ Sol¥(Tabanidae); ©]3}&]z}
(Hippoboscidae); 2 32 (Stomoxyini).

DAY = (Coleoptera): AMF-=3el¥ g (Diabrotica virgifera virgifera), F53 2ol (Diabrotica
undecimpunctata howardi), WAH# (Oulema oryzae), <Lo]lU¥(Aulacophora femoralis), WEYH
(Phyllotreta striolata) ¥ ZF=Z=7rAFE e (Leptinotarsa decemlineata) 52 A (Diabrotica
spp.); T-@lF9ol(Anomala cuprea), "FEJo](Anomala rufocuprea), % NFF=Jo](Popillia japonica) 5¢
ool #(Scarabaeidae); ©2]22ul+1](Sitophilus zeamais), WHE]v}5-1](Echinocnemus squameus), &4}
vl (Lissorhoptrus oryzophilus), % A]B}FQAMAFSE1] (Sphenophorus venatus) 52 WFU](Sitophilini); Z-3hv}
7] (Anthonomus grandis)s 2 ¥F7](Curculionoidea); &wF7](Callosobruchuys chienensis)se] Ful7]
o}3}(Bruchinae); Z2A A (Tenebrio molitor), 2 AABZZ=EAAY(Tribolium castaneum) 5o #AA &3
(Heteromera); =A% ol(Anthrenus verbasci), R H-2FAl#ol(Dermestes maculates) &9 AP o]
(Dermestidae); H#WHz (Lasioderma serricorne) ¢ dAH#H(Anobiidae); o427 H (Epilachna
vigintioctopunctata) %9 FHe|H(Epilachna); HAYFF(Lyctus brunneus), % AUFEF(Tomicus
piniperda) %9 W¥FI(Scolytidae); NUFF(Bostrychidae); ¥ EH I (Ptinidae); LH3tei
(Anoplophora malasiaca) %< 354 (Cerambycidae); oFZFLE Q1 FAZZ~(Agriotes ogurae
fuscicollis)&®l HWoldzRF(Agriotes spp.); 2 FHEAJNn9bdsl(Paederus fuscipes) &9 whdN#

(Staphylinidae).

w5715 (Orthoptera): =YX (Locusta migratoria), ™7o}x|(Gryllotalpa africana), B W57](0xya
vezoensis), T/l W wWlE7](0xya japonica) 2 AT (Gryllidae).

W2 (Siphonaptera): iL9%o]®WE(Ctenocephalides felis), 7HH= (Ctenocephalides canis), <QIZF W=

(Pulex irritans), FY5 (Xenopsylla cheopis), &.

ol& (Anoplura): <1ZHZU(Pediculus humanus corporis), ™&|o](Pediculus humanus humanus), AFARo]
(Phthirus pubis), Z©°](Haematopinus eurysternus), %¢|(Dalmalinia ovis), ¥]*]°](Haematopinus suis), 7

o](Linognathus setosus), &.

golE (Mallophage): %&Y(Dalmalinia ovis), A%F+o](Dalmalinia bovis), %o](Menopon gallinae), 7§o]
ol

(Trichodectes canis), aL%o]o] (Felicola subrostrata) .
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[0638]
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uA] = (Hymenoptera): ol 7Hw](Monomorium pharaosis), w7W"](Formica fusca japonica), 2l'¥wult]sin]
(Ochetellus glaber), ZI&=%7§v](Pristomyrmex pungens), <=7§"](Pheidole noda), 7}F$17H%"](Acromyrmex
spp.), =70"(Solenopsis spp.) @ oF=&NE|LF7Hu] (Linepithema humile) 59 70|38} (Formicidae); 23}
(Vespidae), 3} (Betylidae), 2 F-H(Athalia rosae), = o}¥2A™(Athalia japonica) S¢ Hol=

(Symphyta) .

%5 (Nematoda): H o]2HdZ(Aphelenchoides besseyi), E7]i=A%(Nothotylenchus acris), L7mHEE]EXA
Z(Meloidogyne incognita), W= z]=X=(Meloidogyne hapla), Av}Y7HEE] S 4% (Meloidogyne javanica),
FA2EXF(Heterodera glycines), HAAILEXMZF(Globodera rostochiensis), %% (Pratylenchus

coffeae), F8e]X o] Z(Pratylenchus neglectus) %.

vt & (Blattodea): =< uw}H(Blattella germanica), ™H}H(Periplaneta fuliginosa), ©]& H}H
(Periplaneta americana), ¥g]Zgbdle} B Fu|o}(Periplaneta brunnea), %= U¥ u}F(Blatta orientalis)

&

S|P E (Termitidae): Y¥-317)v](Reticulitermes speratus), TH#&7in (Coptotermes formosanus), 1%
AZE3 v (Incisitermes minor), TholZF HAZH370v](Cryptotermes domesticus), LEEE WA ERAME
Z~(Odontotermes formosanus), UL EHZA FgrdlA]2~(Neotermes koshunensis), ZHEEWHA A=A X
(Glyptotermes satsumesis), =HEEM2 UIFX|vlo](Glyptotermes nakajimai), IHEEHZ FAFx
(Glyptotermes  fuscus), ZHEEHWXA  Ftpelo](Glyptotermes kodamai), ZFHEEHZA  FAWAIA
(Glyptotermes kushimensis), ¥d¥ FFH34A 370l (Hodotermopsis japonica), FEEWZ FdZAA]2

3

(Coptotermes guangzhoensis), HWEFZE W2 wofel#A| o] (Reticulitermes mivatakei), =% X3} 3Z7jn|
(Reticulitermes flavipes amamianus), ZEIFZE v~ F(Reticulitermes sp.), WEJE M2 EFFFALILA A 2
(Nasutitermes takasagoesis), ¥ Z7FZ#]EH2~ YEHo](Pericapritermes nitobei), Al%=7FZZE M2~ Alx

Ttz 2w~ F-AFol| (Sinocapritermes mushae) 5.

Soll & (Acari): FHo]Soll(Tetranychus urticae), AF&°f(Tetranychus kanzawai), &-5°(Panonychus
citri), AF#-8oll(Panonychus ulmi), 2 <1-8-of<:(0ligonychus spp.) 59 U-5ofF(Tetranychidae); -5l
(Aculops pelekassi), 57 =2l (Phyllocoptruta citri), EFFE=-3(Aculops lycopersici), ZM=
Soll(Calacarus carinatus), ZM7135gol(Acaphylla theavagrans), YAMIUWAl =&l (Eriophyes chibaensis),
2 A R =S (Aculus schlechtendali) 59 =-5oF(Eriophyidae); 2FHX]-§-¢ll(Polyphagotarsonemus
latus) 59  ®HXAZofF(Tarsonemidae); HHFEZof(Brevipalpus phoenicis) S99 FEZ)HF
(Tenuipalpidae); A #-°l5F (Tuckerellidae); ZF&AFZ=7](Haemaphysalis longicornis), 7§33z =7
(Haemaphysalis flava), W¥F3 i =7](Dermacentor taiwanicus), 7HZX=7](Dermacentor variabilis), A&
A X E7](Ixodes ovatus), AFHHE7](Ixodes persulcatus), SHzF717FEAH e 2 E7] (Ixodes scapularis),
BIALAZ = 7] (Amblyomma americanum), AL12]AZ=7](Boophilus microplus), 2 ZA7]X=7](Rhipicephalus
sanguineus) 59 F7|Eol&(Ixodidae); Y 7FFZ=7](Tyrophagus putrescentiae), L AlF3x JEH7}FA=
7](Tyrophagus similis) ¢ 7}#5olF(Acaridae); 28] WA X =7](Dermatophagoides farinae), ¥ A=Z%
YW AR =7] (Dermatophagoides  ptrenyssnus) 52  WANZ=7]F(Pyroglyphidae);  #-2BlAdER=7]
(Cheyletus eruditus), 2EZ=7](Cheyletus malaccensis), HHWEZE=7](Cheyletus moorei), 2 /HAEZ
=7](Cheyletiella yasguri) ¢ WEZIE=7]F(Cheyletidae); A=7](0ctodectes cynotis), % 7jd=
(Sacroptes scabiei)? =X =7]F7(Sarcoptidae); 7l E3Z(Demodex canis) 59 RdE7F(Demodex); T AE
23R (Listrophoridae); 27|22 =7]o}(Oribatida); EWHA A E=7](0Ornithonyssus bacoti), LEUEY
b2 Avg] € (Ornithonyssus  sylviarum), % @ =7](Dermanyssus gallinae) S ANAE=7HF
(Dermanyssidae); |EEZH| U] o}7}FAl(Leptotrombidium akamushi) ¢ "X =7]5F (Trombiculidae).

Av]E(Araneae) : fe]Z] g AP (Chiracanthium japonicum), ®lA w1 AW] (Latrodectus hasseltii) &< 3
A A Awo}E(Opisthothelae) .

<=7} (Chilopoda): 2@ wH(Thereuonema hilgendorfi), ¥ WIEY &= (Scolopendra subspinipes) %;
=271 F (Diplopoda): BY =7](Oxidus gracilis), Wlt] e F~ Eul] A (Nedyopus tambanus) %;

525 (isopoda): F™ =% (Armadillidium vulgare), %.

dz

=32 (Gastropoda): F=Yld3o](Limax marginatus), =FWEvidalo](Limax flavus) 5.
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[0677]

[0678]

[0679]
[0680]

[0681]

[0682]

[0683]

[0684]

[0685]

[0686]

=50l 102062422

oin

SolAl, AXTA, XA, A= A 28, AzA, 2 FHAet
A

A A}
o L. =
of EREEAM L= I AREE g vk AFAl, ASoiAl, A, AEA, AzAl, R eHAL 24
= 25

(1) 71 A sh3t=

olA|# o] E (acephate), <13} &Fn]F(Aluminium phosphide), F-E}E] Q. E~(butathiofos), JHFAMEX

(cadusafos), S22 F A XA (chlorethoxyfos), S22 3R X~ (chlorfenvinphos), SR aygIEA
(chlorpyrifos), Z=Z=23g8¥2~-vE (chlorpyrifos—methyl), Alo}x=¥*(cyanophos): CYAP, Uojo}x]=
(diazinon), DCIP(HE22tjo]Ax 2 d o el Z(dichlorodiisopropyl ether), HZZglE &
(dichlofenthion):ECP, =2 =2KH ~(dichlorvos): DDVP, tH| Eof o] E (dimethoate), =R RS )
(dimethylvinphos), “¥E(disulfoton), EPN, olE]2(ethion), ©olEZZX>(ethoprophos), CEHI
(etrimfos), HE]=(fenthion):MPP, HUEZE]2(fenitrothion): MEP, X ZAEJo}A|o]E(fosthiazate), 2R
E]2(formothion), <13+44(Hydrogen phosphide), ©]Z&%1EZ(isofenphos), ©]&AFE]=(isoxathion), e}E]

2 (malathion), Wl&AXE2 (mesulfenfos), WETFE]=(methidathion): DMTP, X3 2 E X (monocrotophos),
Y =(naled): BRP, SA|H|ZEX~(oxydeprofos): ESP, 3&}E]L(parathion), ¥ArZ(phosalone), EAHWE
(phosmet): PMP, ¥]2]v]3¥2-wl€(pirimiphos—methyl), 3]2]t}#AE]->(pyridafenthion), FY3¥2(quinalphos),
FlE ol o] E(phenthoate) :PAP, ZZH %=F*(profenofos), ZZ3}¥*(propaphos), ZZE|¥*(prothiofos),
v HEF22F ~(pyraclorfos), 8B (salithion), €ZX2X A (sulprofos), H|F3HE~(tebupirimfos), FHl
W~ (temephos), HEZEZZWI X A (tetrachlorvinphos), HEZF¥ A (terbufos), E]LWE(thiometon), E
Y ZF 22 F(trichlorphon): DEP, ¥} X E]-&(vamidothion) % X # o] E(phorate).

(2) Ft2ntd| o] EA 33E

22l 7F=Z 8 (alanycarb), witlo] @ 72 B (bendiocarb), W F2}7F2 B (benfuracarb),  BPMC, Ft=nd
(carbaryl), 72X FZ(carbofuran), 7FE2X EH(carbosulfan), FZEo|EJFZH (cloethocarb), ©lE|dAI=
H(ethiofencarb), #Hx=%¥7}28 (fenobucarb), ¥ :=E]27}2H (fenothiocarb), ¥H|=Al7FZ B (fenoxycarb), F
ZE] @ 7F2 B (furathiocarb), ©|AXZ7}28 (isoprocarb): MIPC, HE7}2H (metolcarb), wWAE (methomyl),
WE] 27F2 B (methiocarb), NAC, =AM (oxamyl), 3IZW|FF2H (pirimicarb), X=Z&FZ(propoxur): PHC,
XMC, E]2Ut7}2H (thiodicarb), ZAPIFZH (xylylcarb) ¥ LTj7t2H (aldicarb).

(3) HHER=A &

ol #UEH (acrinathrin), A EH(allethrin), Wl ZFE W (benfluthrin), HEl-A ZFE W (beta-
cyfluthrin), H]FME™-(bifenthrin), Ale]EZEEZEH(cycloprothrin), AlZ=FEWH(cyfluthrin), AL=ZEH
(cyhalothrin), A|HZWEWH (cypermethrin), DEIHE A (deltamethrin), of=2de|zo]E(esfenvalerate),
N EHAZLE~(ethofenprox), AZZI}EH(fenpropathrin), e o]E(fenvalerate), ZFAEZYE
(flucythrinate), ZFHx=ZF(flufenoprox), ZFHEH(flumethrin), ZFL|d]o]E(fluvalinate), <Hdl
X=X~ (halfenprox), ©JUZZEH(imiprothrin), HEZHE™(permethrin), ZZ#dEH(prallethrin), IFHE
Y (pyrethrins), 2~ EH (resmethrin), Al Z1ap-Alo] H W E & (sigma-cypermethrin) , AgZEFed
(silafluofen), EIZFEH(tefluthrin), EZEWEH (tralomethrin), ETAZFE (transfluthrin), HE
gt Ed (tetramethrin), Flx=E @ (phenothrin), A =E(cyphenothrin), ol ul-A| #| 2 W E ¥ (alpha-
cypermethrin), AE-A|HEZWEH(zeta-cypermethrin), Hr-Al&dZEH(lambda-cyhalothrin), Fvl-Al&dZE
W (gamma-cyhalothrin), FEHE™-(furamethrin), E9-ZFEZUo]E(tau-fluvalinate), HEZFEH
(metofluthrin), TEZFE™(profluthrin), YWZFE#(dimefluthrin), 2,3,5,6-HEZ ZFz2-4-(HE
Al )l E (EZ)-(1RS, 3RS; 1RS, 3SR) -2, 2-tl vl d-3-Z R Z-1-o| drlo| FRZ 23 Jt2E AP o|E, 2,35 6-HE
EF 0 2-4-m Il = (EZ)-(1RS,3RS; 1RS, 35R) -2, 2- | W -3-Z 2 X -1-o| dAfo]| F R Z R g Jt2 R o|E, Tl
2,3,5,6-El EZFZF 0 24~ (v S v &) wl & (1RS, 3RS; 1RS, 3SR) -2, 2~ v d-3-(2-w| & -1-Z 25| d ) Alo| =
23 t2RAYelE, 2,3,5,6-HEGEF e m-4-(H 5 A # e )l (EZ)-(1RS, 3RS; 1IRS, 3SR) -2, 2-T] W & -3-(2-A]
ofi-1-Z R U)AL| FRIZ G Ft2E Ao E,

(4) digle] =547 st -
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[0692]

[0693]

[0694]
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[0699]
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Ft=%H(cartap), W& (bensultap), El2A|ZF 3 (thiocyclam), E %% (monosultap), 2 H|< ¥ (bisultap).
(5) vMleY e mol=7] 3et= -

olmttEF 22 # = (imidacloprid), Y el s 2 (nitenpyram), ol AE}H] Z 2] = (acetamiprid), E]o}u| =4}
(thiamethoxam), Elo}ZZ X ¢ =(thiacloprid), ©lx=El¥#(dinotefuran), ¥ ZZEJo}d(clothianidin).

(6) Hxdg-eo} st

=

2 N

S22 ZFolFE 2 (chlorfluazuron), P|AE#ZF2(bistrifluron), Yo}#ME]$-2(diafenthiuron), TlZ5F

I

Z(diflubenzuron), ZFolF2(fluazuron), EFAIEE5FE(flucycloxuron), EF3 552 (flufenoxuron),

e

=
APEFH- 2 (hexaf lunuron), F¥%F&(lufenuron), >=%FE(novaluron), *H|ZFFE(noviflumuron), HZ

11l

=

W2 (teflubenzuron), E#]ZFFE(triflumuron), % Ego}FE(triazuron).

(7) sidaeEA sk

O EZE (acetoprole), ONE]ZEZ(ethiprole), FHZ2Y(fipronil), BFIZ]ZZ(vaniliprole), IFZ=
(pyriprole) % ¥ &}&F X E(pyrafluprole).

(8) Bt E21A:
vl X dA g o2 RE FEE Aol ¥ 2R E AiE A4 54 2 o5 EFE;
(9) 3= A s3E -

I Z2upd| =R =(chromafenozide), TEZH| %= (halofenozide), HWEA|H =X = (methoxyfenozide), = H 5

A= (tebufenozide).
(10) §71 GaA 3=

d=H(aldrin), YdE=#-(dieldrin), Yolx=FZ=Z(dienochlor), dNE<EH(endosulfan), = HEAZSZE

(methoxychlor).

(11) 71e} A5A:

Alr(machine  oil), A€ (nicotine-sulfate); ol 9 €l (avermect in)-B, BRoxzdgoelE
(bromopropylate), FZ2# % (buprofezin), E2Z 3 Y3 Z(chlorphenapyr), AlZvFZ (cyromazine), D-D(1,3-
fgEzasad), of| up = el -l Zof o] E (emamect in-benzoate) , H YA (fenazaquin) , ZFugEEs

(flupyrazofos), 3dlo]==ZX# (hydroprene), WEX#(methoprene), <I5AF}H (indoxacarb), WEA}t]o}E
(metoxadiazone), HH|u}o]Al-A(milbemycin-A), YW EZZ (pymetrozine), G (pyridalyl), Iz Z=ZA]3
(pyriproxyfen), Z2=¥]%A}=(spinosad), &ZFZolu|=(sulfluramid), E3NIZ}=(tolfenpyrad), Ez]o}A}m]
ol|E(triazamate), @I HE (lepimectin), ©F¥]2F(Arsenic acid), HWIZFZEo}Z(benclothiaz), 1324
(Calcium cyanamide), 213 3¢#l(Calcium polysulfide), FZ=Z%(chlordane), DDT, DSP, ZF¥ulF
(flufenerim), Z2Y7M=(flonicamid), ZFH#:(flurimfen), XWERI|O]E(formetanate), WEH-SE+H
(metam—ammonium), WE-YEE (metam-sodium), H-E3}H Y (Methyl bromide), Z#|AFZE (Potassium oleate),
IR EFHAHE(protrifenbute), A2 A (spiromesifen), EZALZZE(sulfoxaflor), 3H(Sulfur), =€+
Z2u)Z(metaflunizone), A ZHEZ|E(spirotetramat), IZZFFHUE(pyrifluguinazone), AFUEZ
(spinetoram), EZ 29 (tralopyril), Z 298] F2(f lupyradifurone), ZRHEGHE IS
(chlorantraniliprole), A|QtE#FDe]ZE(cyantraniliprole), ZFwlt]olmlol=(flubendiamide), 3}7] 2]

(K9] 3=
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[0702]
[0703]

[0704]

[0705]

[0706]

[0707]

[0708]
[0709]

[0710]

[0711]

[0712]

[0713]
[0714]

[0715]

SSS0dl 10-2062422

R300 O'x

;};; (K)

RZOO o

300
R™e 9z

CH
R10000y 3

NP -S0:CH

H

H CF,4

N F

o CF,4

H,C L
o714
Rwoo% Axr B = Q9o

AA=7A o] A AR o ofAlFH =4 (acequinocyl), o EZFZE(amitraz), WZEL-AH o] E(benzoximate),
B H| ol o] E(bifenaate), B EZRXZ I o] E (bromopropylate), 7]x=HE 2 4|o]E (chinomethionat), ZF==ZHl

Ay o]E(chlorobenzilate), CPCBS(ZZEZ#H < (chlorfenson)), ZFEZHE|Z(clofentezine), AZFHEZ
(cyflumetofen), TIFZ(dicofol), Oﬂif\}*(etoxazole) At Al B4 (fenbutatin oxide), H=E|L7lI2H
(fenothiocarb), ZNy]ZA]Ho]E (fenpyroximate), ZFotag]¥ Y (fluacrypyrim), ZFZ=A|3(fluproxyfen),

Al E o} 2= (hexythiazox), ii-ﬂ-EX]E(proparglte- BPPS), EElUA " (polynactins), 3ol
(pyridaben), 27| t]#A(Pyrimidifen), ElF-#AT]2}=(tebufenpyrad), EIEZIt]E(tetradifon), AFZUEZ
#(spirodiclofen), I 2w A H (spiromesifen), 23] ZH EZ v E(spirotetramat), Ol EZEHE
(amidoflumet), E Aol =] 2}% (cyenopyrafen)& EgH3tc},

A ZA Y] G AR o= DCIP, E2E|olAlo|E(fosthiazate), # UL (levamisol), ™E o] AE] @ AJoly]o]
E(methyisothiocyanate), BF2E}2AF m el (morantel tartarate), ® o]lmAJo}EA(imicyafos)E E3H3Ic},

AAAAY & AE9 de ges xssi.

(1) o} sijtE:

Eg ¥ (triforine), ©|vt&H(imazalil), IF|Fetxolo]E(pefurazoate), Z2ZF=Z&*(prochloraz), E#E
FuZ(triflumizole), W]EEl&=(bitertanol), B 25 3= (bromuconazole), Abe]EZ = F1}Z(cyproconazole),
¥ == (difenoconazole), TYZEYU=(diniconazole)-M, oZA]F U= (epoxiconazole), HA{FAYE

(fenbuconazole), &F#AFYE(fluguinconazole), EFAeE(flusilazole), EFE& oFE(flutriafol), A}

F1}Z (hexaconazole), ©]ZFUZ(ipconazole), WEIUZE(netconazole), HEZHF-EFd (myclobutanil), =
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[0716]

[0717]

[0718]

[0719]

[0720]

[0721]

[0722]
[0723]

[0724]

[0725]

[0726]

[0727]

[0728]

[0729]

[0730]

SSS0ol 10-2062422

= (penconazole), I 23 3y=(propiconazole), I 2E] 2 F U= (prothioconazole), HH- ==

(tebuconazole), HBIEg}zuZ(tetraconazole), Edolt)ul=(triadimenol), EZEFUZ(triticonazole),

=.
[< 3R]

(2) 2E2YZY 335

o} FA| 2~ E 249 (azoxystrobin), A& E4-mE (kresoxim—methyl), WET]=AE 24 (metominostrobin), E&&
FSAZ2EZH(trifloxystrobin), HFAZE=ZH(picoxystrobin), IZHEFZ2EZH(pyraclostrobin), Ul
E=ZWl(enestrobin), UHAAEZH(dimoxystrobin), L ZAFRE=ZW (orysastrobin), EZFFAAEZH
(fluoxastrobin), ¥}E-AF=(famoxadone), HW}H|=(fenamidone), | 2]¥M7}E (pyribencarb), &

(3) AxlwAel 7et &4 &

2wl 4 (carbendezim), W= (benomyl), EJoPilt}E(thiabendazole), E]3u]o]E-wE(thiophanate-
methyl), A E=(zoxamide), UYClEZIFEH (diethofencarb), A|F = (pencycuron), ZEFLIZdol=
(fluopicolide),  7F&Al(carboxin), EFEzZFd(frutolanil), ZHEIE(frametpyr), EZTFA0|=
(thifluzamide), H®A=ZE]=(boscalid), HE] L2 =(penthiopyrad), ZF23 % (fluopyram), A}
(bixafen), ©o]&¥&#(isopyrazam), HZFF(penflufen), AT t(sedaxan), ZEAM]ZAL=(fluxapyroxad),
Z ol (fluazinam), N HE(ferimzone), HE L (silthiofam), ZZA|U|E(procymidone), ©]ZLZr]2
(iprodione), NF2ZH(vinclozolin), w222 (metalaxyl), wjv}ehA (benalaxyl), vl g v eld
(pyrimethanil), w343 " (mepanipyrim), AMolZZUd(cyprodinil), F5A]#M(quinoxyfen), ZEZFYUA=
(proquinazid), #AF]FZd(fenpiclonil), ZF]SAd(fludioxonil), FAANAT]=(fenhexamid), HAZZT| T =
3 (fenpropimorph), EZHXZX(tridemorph), X 23] d(fenpropidin), 3 ZA(spiroxamine), E|
(thiuram), A (ziram), W A B (mancozeb) , E2 29 24d(chlorothalonil), o] FRZF ol
(dichlofluanid), #}€H(captan), Z3(folpet), ©]7]=2E}l(iminoctadine), ©oE}E-At(ethaboxam), ™ E&}3)
=(metrafenone), =T} (dodine),  EE&}o|=(fthalide), EgAlo]ZFet=(tricyclazole), FZHAE
(pyroquilon), 7F2X 23} =(carpropamid), UZZAFO]WE(diclocymet), H A (fenoxanil), TWELE

3 (dimethomorph), o] 2ukg]7}H (iprovalicarb), wlE] o} 2] 7} B (benthiavalicarb), vt I 2 ) =
(mandipropamid), EFZ¥2-WHE(tolclofos-methyl), HAEA(quintozene), Alo}ZEIW| = (cyazofamid), ©}w|
4 B & (amisulbrom), olH] EEg}d (ametoctradin), Abo] LAY = (cyflufenamid), k2] thufo] 21—
A(validamycin A), &8]%41-B(polyoxin B), E&}2=EA}e]d-S(blastcidin-S), 7+227Fafo]4l(kasugamycin), =

=

< ¢4 oxolinic acid), &;
(4) A FE s3hE:
S_

oL A M 2}
(tiadinil).

W e (acibenzolar-S—methyl), F=HUZ(probenazole), ©]AElold(isotianil) = Elojrld

AzAe] &g F&Ee de= vas T3t
(1) #=5A] APYRIA A A 8heheE:

2,4-PA, MCP, MCPB, ¥:=E]<(phenothiol), ™WZ=ZZ>(mecoprop), =F=AYE(fluroxypyr), EHZFZEIE
(triclopyr), S2WXZX(clomeprop), ¥ YXZold2|=(naproanilide).

(2) WzAA A=A st

2,3,6-TBA, YyZul(dicamba), SZ3|Z2]=(clopyralid), FHFZZ(picloram), °o}v]=3] == (aminopyralid),
D=2 (quinclorac), ¥ I ZF(quinmerac).

(3) S-#o} AzA e

t$¢-2(diuron), #¥E(linuron), FEZEZEFE(chlortoluron), °]AZEFE(isoproturon), =Z=TFLoHFE
(fluometuron), ©]&$-E(isouron), E|FE$-E(tebuthiuron), WEIZElo}FE(nethabenzthiazuron), F2F
Z(cumyluron), the]F#(daimuron), % HWE-t}o]FE(methyl-daimuron).

(4) EgjobxIAl AlzA sgte:

olEx} A (atrazine), oFHME¥ (ametoryn), Alo}yZ(cyanazine), A|¥F2(simazine), ZZ3}A(propazine), Al
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[0731]
[0732]
[0733]
[0734]
[0735]
[0736]
[0737]

[0738]

[0739]

[0740]

[0741]

[0742]

[0743]

[0744]

[0745]

[0746]

[0747]

[0748]

[0749]

[0750]

[0751]

[0752]

[0753]

[0754]

HEH(simetryn),

ZH(triaziflam),

o el E & (dimethametryn),
U=

(5) WA FA A=A HE:
v} E (Paraquat) 2@ Y FE(diquat).

YEDA AxA 33E:

A (foxynil).
(7) JUERPAA Al 24 495

#v)H €2 (Pendimethal in),

2 (indaziflam).

(6) s|==Amlx

B2 7 zto]d (bromoxynil) 2 °]<

il

(8) F71AA A=A 3hgh=:

ofn] 3 2 3 ~-v| &l (Amiprofos—-methyl), FLE}u] £~ (butamifos),
oldZE ~(anilofos), Zg EAo|E(glyphosate), =F
2 W] Y¢e}E A (bialaphos).

Al &3E:

Eg-<ddo]E(tri-allate), EPTC,

(piperophos),
E(glufosinate)-P,

(9) Z}EnldolEA A%

t]-2dgo]E(di-allate),

(benthiocarb), ol=XZ7}t2H (esprocarb), = Ulo]E(molinate),
(swep), ZEZEZZI(chlorpropham), 3| t]#(phenmedipham),
(pyributicarb), % o}l&=%(asulam).

(10) At o =A] A zA 3=

Z2Zyd (propanil), ZEI XU = (propyzamide), BEREF-

(11) SR ZoAEod | = Al ZA] shh=:

oMM EZZ E(acetochlor), &EFE == (alachlor),
& 2 2 (propachlor), W e} A} Z = 2 (metazachlor),
HlYd =& Z Z (thenylchlor),

Al BhekE

OfNZFQ 2H-UYEF(acifluorfen-sodium),  H]H = (bifenox),
(lactofen), EMAIH (fomesafen), EZW5EAd(chlomethoxynil),

A AzA shekE:

]‘45—01] " (cinidon-ethyl),
v S22 -3

(pretilachlor),

(12) d#Adolel 24 Az

(13) AtolEd olm=

LA} o} (oxadiazon),
(surfentrazone), =% g (flumiclorac- pentyl)
(pyraflufen-ethyl), %*}ﬂo}@_(oxadmrgyl),
methyl), HF-Efzlobd (butafenacil), @Zi‘ﬂﬂ%(benzfendizone),

(saflufenacil).
(14) I&EA AlzA 3tgE:

Wl ZH| U2 (benzofenap), I E}&Ed o] E(pyrazolate),
)2l X E (pyrasulfotole).

SEEERE

(15) EYAEA AxA g3hE:
o] &AL EFE(isoxaf lutole), Wl ZH Alo] Z

H 5 E g2 (tembotrione),

£ (benzobicyclon),

(mesotrione),
(16) ol A|H A T2 2AA] A=A 3=

S2YYEX-Z 237 (clodinafop-propargyl), Alol S = E T~

_51_

I 2w EH (prometryn),

Al o] 2~ (phenisopham),

E] = (bromobut ide),

F-E}=Z 2 Z(butachlor),
W E2Z 2 2 (metolachlor),
2 &AM = (pethoxamid) .

Tt Eg}E-o)| € (carfentrazone—ethyl),
Z 712 AR (f lumioxazin) ,
| E A} (pentoxazone) ,
W 7} 21} (bencarbazone)

A (pyrazoxyfen),

& E g 2(sulcotrione),

2 Y FHEg2(tefuryltrione).

€ (cyhalofop-butyl),

SSS0l 10-2062422

2ol (prodiamine), ¥ EZEF-A(trifluralin).

W EZF A (metribuzin), Ego}A

W< 2] =(bensulide), EHREA
I A o] E(glufosinate), FFIEA|U0]
BElg o] E(butylate), HE S 7tER

o)) ) 2| o] E (dimepiperate), 9=
2 FE 7= R

2 o ERl AU = (etobenzanid) .

tjH eloln] = (dimethenamid), E&
TYHgERE

LA ZF ¢ 238 (oxyfluorfen), FEZ

2 olF 2 (aclonifen).

FEAELE
v EF -0 g
ZFE|OFH E- ]‘?4_ luthiacet-

(f
A& oL

EX g E(topramezone), 2

geEzExI-vyg



[0755]

[0756]

[0757]

[0758]

[0759]

[0760]

[0761]

[0762]

[0763]

[0764]

[0765]

[0766]

[0767]

=2
=

Jm

el

ol 10-2062422

oin

(diclofop—methyl), #H=AFEZZI-ofEl (fenoxaprop—ethyl), ZF-o}AEX-F-E(fluazifop-butyl), SFHA|EX-
W e (haloxyfop—methyl), FHZEEZ-oe(quizalofop-ethyl), 2 wWE}IW]3E 3 (metamifop).

(17) B4 AlzA] sheha:

dE2AH-UHEF(Alloxydim-sodium), HEAH(sethoxydim), FEZA|H(butroxydim), ZF#EH(clethodim),
Z2 =AY (cloproxydim), ALl ZE A (cycloxydim) , H X ZE A (tepraloxydim), EgIAY

(tralkoxydim), % Z2ZA(profoxydim).
(18) =xd oA AxA 33HE:

Z22%FZ(chlorsulfuron), #¥vF2-v€ (sulfometuron-methyl), "lE<%F2-€ (netsulfuron-methyl),
28 F 2" (chlorimuron-ethyl), EZHF2-dE(tribenuron-methyl), Ezlo}&FS(triasulfuron),
% F2-v € (bensul furon-methyl), Eggl<FE-v € (thifensul furon-methyl), v g} 2 EF 29
(pyrazosul furon-ethyl), Z#]u]&3F2-w & (primisulfuron-methyl), Yz %F2(nicosulfuron), o} %=%
(amidosulfuron), A]:x&3FE(cinosulfuron), ©|v}Zx&FE(imazosulfuron), B&FE(rimsulfuron), &=
2-v|d (halosulfuron-methyl), X Z%&FZ(prosulfuron), SNElHE%EFZ2-vE (ethametsul furon-methyl),
Y EF=F 2 (triflusul furon-methyl), S A& F 2 (flazasulfuron), Aol S 2 =
(cyclosulfamuron), ZF3Z4F2(flupyrsul furon), < X&F2(sulfosulfuron), oFg<%F2(azimsulfuron),
N EAN&F2(ethoxysul furon), ZAMEFE(oxasulfuron), QQE&EFE-mE-1}EF (iodosulfuron-methyl-
sodium), EH<EFE(foramsul furon), W 22 2-v € (mesosul furon-methyl ), EYESAETFE
(trifloxysulfuron), EgE&FE(tritosulfuron), L E2AMA 95 (orthosul famuron), SFMNEEFE

(flucetosulfuron), ¥ X =23 g|&FE(propyrisulfuron).

(19) olvttE&e]w=A AxA sF=:

ko3
T
2=
=

(M e rhe o

ol m}x} o e} ¥l Z-w| € (Imazamethabenz-methyl), ©]P}AFHE}Y] 2 (imazamethapyr), ©]7FxF=*(imazamox), ©]™FA}
3 2 (imazapyr), ©]"FAFA(imazaquin), 2 ©]v}AlElS 2 (imazethapyr).

(20) o=l Alz=A shehE:

ZFWESD(flumetsulam), WEEH(metosulam), YEZ=H(diclosulam), ZZEF=H(florasulam), =
Z#-w " (cloransulam—methyl), ¥=2~<% % (penoxsulam), ® I =< (pyroxsulam).

(21) Aned SAALAA A=A sHeh=:

92 E] 2 - EH(Pyrithiobac-sodium), v 23] 2] ¥ E F (bispyribac—sodium), 3] g ) kv g
(pyriminobac—methyl), Z|8lWZ4 (pyribenzoxim), I ZE& = (pyriftalid), 2 v dF(pyrimisulfan).

(22) 718} AzAl shh=

WlEl=(bentazon), H.ZvlA(bromacil), ElEw}A(terbacil), FZZE|o}v]=(chlorthiamid), ©]&A}
(isoxaben), Tx=Al(dinoseb), °F|EE(amitrole), AlME&(cinmethylin), EZ| YA (tridiphane), hE
(dalapon), U©lZ&FHAzIZ-}EF(diflufenzopyr-sodium), TIE]LJZ(dithiopyr), Elo}x3]Z(thiazopyr),
ZF7t20E-UJEF(flucarbazone-sodium), X ZZA|7}20}E-UE & (propoxycarbazone-sodium), HHUAHE
(mefenacet), ZFHUAIE(flufenacet), HNEZ}AU]=(fentrazamide), 7FAXEZ(cafenstrole), <lthx=st
(indanofan), SAMAZZw|E(oxaziclomefone), WIFHAo]E(benfuresate), ACN, I 2ldlo]E(pyridate), =
29lth&E(chloridazon), X=2ZF8F(norflurazon), ZFZEFE(flurtamone), UEFHYZH(diflufenican),
gl Z2YyH(picolinafen), ®&EFFEM] = (beflubutamid), FZvFE(clomazone), ©Fv]7FZ18}E(amicarbazone),
y] = A}el (pinoxaden) I gt& 2 d (pyraclonil), 3] A E (pyroxasul fone), El 7}l 2nlE-we
(thiencarbazone-methyl), o}v|=Ale]& 23| 2}E 22 (aminocyclopyrachlor), ©]X37}Z4u}E (ipfencarbazone),
2 W] 2 ZH(methiozolin).

FHA (synergist)e] A AES ot gg X3 FHEd F-EA=(piperonyl butoxide), AAME X
(sesamex), &ZFA|E=(sulfoxide), N-(2-o€&)2)-8,9,10-E2| =2 ¥ -5-¢1-2 3-T] 7} 2 E A o] ] = (MGK 264), N-
d&g olv|thZ(declyimidazole), WARF-QFE]Z|X|2~®lE (antiresistant), TBPT, TPP, IBP, PSCP, H¥ Q8 9o=
(methyl iodide)(CH;I), t-#d-El=(t-phenylbutenone), Tlo|lEZz]oo]E(diethylmaleate), DMC, FDMC,

ETP, % EIN.
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[0768]

[0769]

[0770]
[0771]

[0772]

[0773]

[0774]

[0775]

[0776]

[0777]

[0778]

[0779]

[0780]

SSS0l 10-2062422

/‘1/\]01]

olgl, Azxd, AF Al H AFdo] o3 2 AHS ¢S xAAE] AN, 2 dio] o5 d=E gy
= AL oyt

S, B ool F3tEo] Az AAGE ofe] YEldTE

A Zd 1(1)

-FR2-2-Alot=T Y (1.39 g), g wWEze (0.9 ml) 2 DMF (10 mD)9 E3Ed FAIUIEF (60%
24)(0.52 g)& d5 YZ(ice cooling)slollAl M7bsta, o1 & I EFES A4 1A 5 wkslglth
I % s EFE B vkela, EEES oE olAHo|ER FEEAUT. Aol HU1E5S T3k F84
EREAUEF £ oo, ¥Iw AR A, F¢ IhjEFo= 5

0

3ot JFRES Ay A A9 aRviEgdy At 2-Alole-3-dEAdutd e d(1.52 g)

=
ATk

2-Aloht-g-ol Al b w2l ¥

o]

e off

HaC
CHy

o)
}\I /

IH-NMR (CDC13) &: 8.49(1H,dd), 7.75(1H,dd), 7.43(1H,dd),
3.06(2H,q), 1.38(3H,t).

Az 1(2)
TE5E A (15 m) 2 & (G n)e TFEC 2-Aole-3-dEAdddaEd (1.4 @& H7M8l , 2 & 1 &
SHES 130ColA 2 A7 SoF wwtetinl, I Fo] I Wk ESES HAeoR WYAAI|EE 19y, o vkg
EFE 84 AL E 98 HUEa, O F 2 EEES o ofHHolER FEIAUL. dojxl 4
&4 Sl wFE diks AUkl O % 0 ERES FREXFOE FEIANNL, ¥ PEFOR HAx
&L, 7HsE stell A sEsle] 3-dlddad | FUA (1.15 905 At
3-ol g d s d v Z il
HsC,
CHa
S
(@] - -
\
HO N /
1H-NMR (CDC13z) 5: 8.31(1H,d), 7.75(1H,d), 7.49(1H,dd),
2.97(2H,q), 1.44(3H,t).
Az 1(3)
W02009-1312370 71418 Axte] whe} e 2-opmm-d-(E EF o 2w dAdsd)E (1.0 g), 3-oldddd
JZ34F (0.87 g), EXCI 3= F2go|= (1.10 g) ¥ FEZEZFXE (10 mD) EFLES 308 5o AL
wEkdth, vk EFE ES HUlela, 1 EFES o E olAdHER go}m 1S x3d %
A AT AUEF S99 oo, x3ld Oﬂ’“i AR e, F4 Fdantadigoer Axsta, 3¢ sl &
it FRES A A 29 I2etEady] HYste] 3-olgdud-N-[2-3 =F A5 (EY Z R 2vEXA

spd)H v ERlotrtol = (o] & "FhAl SHekE MA-6"2 AFH)(1.32 g)& AU
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[0781]

[0782]

[0783]

[0784]

[0785]

[0786]

[0787]

[0788]

SSS0l 10-2062422

IH-NMR (CDCls) &: 10.40(1H,brs), 9.63(1H,s), 8.36(1H,dd),
7.75(1H,dd), 7.53(1H,d), 7.45(1H,dd), 7.41(1H,4dd),
7.08(1H,d), 2.97(2H,q), 1.44(3H,t).

i
i)

& M4-6 (1.23 g), tl-2-wEAdE Sl
(1.39 g) 2 THF (30 m1)9] E3ES 1A 5 A4 0101 50 coﬂxi 1A
2 HP% 23}ES B4 EE g & 7+
EFES oY olAEH oo ofMHO|ER FE3AUTE.
of, ¥3td dF=E AFst, F4 viadgor Axsta, 3y
d ARvtEay Agste] 2-(3-cgAdvtdygd-2-¢ )—5—(531%?; Uﬂ%@-‘l}é)tﬂ_;—,/\}—i (o] "®
o] 33tE 1-6"2 AFE)(1.21 g)& LUt

w29 gk 1-6:

[
o
BN
v
N
N
it
.
>,
&
o
(m
5
=
leo)
=
=
it
s>
N, Il
it}
=
[\]
[0e)

e m{
oo o
Flot

o

IH-NMR (CDCls) &: 8.59(1H,dd), 8.27(1H,s), 7.78(1H,dd),
7.75-7.69(2H,m),7.42 (1H,dd),3.07(2H,q), 1.47(3H,t).

Az 2

2 Ao 33E 16 (1.06 g) ¥ Z22FXE (30 m1) & n-EFR2 Izt (55X 65% ©)4,

1.47 9)& 45 dZsto] Hrbelda, 2 F 2 EFE 6 AIRFser Ao wategith, whe 98] 10%

&4 olEMIUER F8AS Hrlelda O F O EEES FREEYECR FEIYTY. fU15S ¥3H F8

4 A AUES §HoR AHEA F Sl U}JH]/\ 2 Azstal, 72 selA sHsth ARES

Azt A Al AzvtEIHY Aste] 2-(3-dEerdyd-2-U)-5-(EEF 2 Edad ) iz SALE
e gy

h=4 =
ForE e e 1-8"® AdEE)(0.87 g) 2 2-(3-dErddd-2-d)-5-(EgEF 21|
H (o] % " o ghghe 1-9"2 A59)(0.17 )& AU
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[0789]

[0790]
[0791]

[0792]

[0793]

[0794]

[0795]

[0796]

[0797]

[0798]

IH-NMR (CDClz) o
7:80-7.71 (38, m),

2 ol g3kE 1-9:

H3C

1H-NMR (CDC13)

7.96-7.686(2H,m),

Az 3

2= 4 e shetE

g) & 45 44

o8 WZAI|EF Bl9la

gZueyzon &390,
zZ

saegth. AREE Aes A

1H-NMR (CDC13)
8.17 (1H,dd),
1.45(3H, t) .

Azl 4(1)

2-o}0] s~ (Ee| HF-9

Gz

2vadad) =

9.03(1H,dd),
4.02(2H,q),

9.04(1H,dd),
T (LH, ad) ,

9.05(1H,dd),
7.96 (1H,d),

(1.0 g),

4.01(2H,q),

8.60(1H,dd),

1-43 (BHzE) =

8./61 (AH;d4d) ;

X5 8 n)Y EFE n-SFZ2 szt
o ‘@ﬂé}oﬂ ﬂﬂOPMJ—, a —T_F a %Q’% 6 AlZEEet 40TCAA Rk, o] & ¥ &
284 ol3PHIER Z-gS Avlsioln

<

1% <
#%@%ﬂ}ﬁﬂE%~%w&;masﬁﬂlﬁz%nﬂgmg
=

izl o= ‘4

8.61(1H,dd),
7 :80(1H-dd) ;

-ERE-5-Ef Ty

_55_

SSS0l 10-2062422

8.19(1H;d) ;

8.35(1H,d),

1..44 (3H, £} .

DAL=
4 (4 mU

Zt
Azbelga, A

Aol H7bsiar, 1 e olE oAl
Sabul ooz Axsta, 7k sl A
eIy gd-2-d)-5-(EgEF R

el shgtE 1-10"= ?i%%)(o 35 g)& AU

8.59 (1H,d),
3.98(2H,q),

=94 (1.08 g), EDCI 3=



[0799]

[0800]

[0801]

[0802]

[0803]

[0804]

[0805]

[0806]

2F2Y0= (1.10 g ¥ F22IXE (10 D)9 ETFES . =
A7psilar o1 EjFES oY oMAHCIER FESIGY. fUeS Eskd 584 SR AUER &9
x3tE AR A, T4 GAbvtadlgo s A A 3
2 E-N-[2-3]| EEA]-5-(EEF R 1E‘*Wé)iﬂé g Zdofuto]= (o] F "FIHA
1)(1.94 @) & ¥Att.

ot fo >1E mlo

FA S3HE M10-40:

Cl.__~._CF;
s N |
e
=
o’
1H-NMR (CDCls) &:  8.78(1H,d), 8.15(1H,d), 8.09(1H,d),

7.37(1H,dd), 7.04(1H,d).

A zd 4(2)

Z7HA 83 M10-40 (1.93 g), DMF (6 ml), THF (1 ml) 2 o€ w27 ek (0.38 ml)9] EFE tert-F-=A}
ol= ZE(0.62 @) IS WS Mo 1 T O EFEES Ao 247 ok uHkEicth dkg &
FE BS #HUEIGR o EFES oY oAHER FEIT. fUIsE B 2 ¥IE 9=
ARsR L, F4 aeladgoz Axzsla, 71 st w53, ARES Ay A 2y a2vE
a#s Asle] 3-odAdud-5-EEF 2 W E-N-[2-3 EEA--(EEF o2 e dud) wd |9 F-lofu}
o= (o] F "THA| = M-16"2 AFHE)(1.45 @) & AAUL).

A shtE M4-16

1H-NMR (CDC13) o J10.31(1H;s); 8.96(1H,brs) ; 8.58 (1H,4d) ,

7.91(1H,d), 7.70(1H,d), 7.43(1H,dd), 7.07(1H,d), 3.00(2H,q),
1.47(3H,t) .

Alzel 4(3)

SHA SheHE M4-16 (1.45 g), DMEAD (1.19 g), E@sd¥23 (1.29 g) % THE (30 mD)] E3ES A2
A IAIRE EQE, ole] 50TelA 1ARbE e wwkshtt. of & Whe EfEs Ao WAANYIRES shgla, v
o EgEs A selM wFeEal 25 A7l Arbsiald. 1§ Edes olE oMl ER FEsald.
F715& =23hd $84 SEAUEF 8§ oo xshd AR AFSgla, F4 davidleoR
Azxstar, ek stolA s53kA dfes ARk A A9 ARvEI e Aeste] 2-G-ddad-5-E
gl rdayed-2-e)-5-(EgEFe e dupdiagas (o] "2 @ e 1-16'o%
AeE)(1.31 )& AU
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[0807]

[0808]

[0809]

[0810]

[0811]

[0812]

[0813]

[0814]

SS50dl 10-2062422

.8 N —
FsC \@: \>—2\}CF3
O N

IH-NMR (CDCls) &: 8.78(1H,d), 8.30(1H,s), 7.94(1H,d), 7.77-
7.75(2H,m),3.11(2H,q), 1.51(3H,t).

FgE 1-16 (1.13g) 2 FEZEIE (25 mD)o] EFEC] n-FR2IRA (X 65% ©]4F
Zrakell A A7beglan, 1§ 11 B3 0Tl 402 w9k wikegich. whe -
FEAE Arelgla, o F O Eges Eiiﬁ% R T -t
a oo AFegla, o Fabvladlg o Axsigla, e o skt
del7h A Ad AzvtEadY] Aeste] 2-(3-ol€ sy d-5- Ea—j‘j%giuﬂ%wa—z—g)—5—<5a—§$
dAvb)MESARE (o] F " W] s 117" A59)(1.01 95 AU

O

1g-NMR (CDCls) &: 9.13(1H,d), 8.91(1H,d), 8.25(1H,s), 7.85-
7.79(2H,m), 3.60-3.49(1H,m),3.13-3.02 (1H,m),1.44 (3H, t) .

Azd 6
Boubgo] 38E 1-17 (1.01 g) 2@ FEEZIE (20 mDol| n-Z22IsizAt (% 65% o4, 0.56 9)<
Ae W4 st Hupskda, 2 1 & 1 %%%—% 6 AIZE St AolA wnkslgitt. FtE, n-FR R I
sl A (50 65% ©]%, 0.20 g) Wh& Edk=ol HIbsklar, 2§ 1 ERES 3 AIRE e ARolA awk
sPith. whg EgrEel 109 784 FIIEF 80 W, 1 F O EHEs FREXFOR FF
ittt 7715S Xstd 84 ST AUER 907 AFHsta, ¥ shbvlavgoer fdxsta, 7 st
A FFAAT. AFES Ayt A Ay ARvESHT At 2-G-dEsrd-5-EEF e gy
-2-)-5-(EgEFezwEdd st )z SA S (o] " g o 3ekE 1-18"%2 <15¥)(0.53 g) B 2-(3-9l

S-EdEFeardagd-2-d)-5-(EgEFerdsyleSAE (o]F " B e 1-
A8 9)E AU

uf o
i
5]

re

=)
fit
]
ulit)
>
i
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[0815]

[0816]
[0817]

[0818]

[0819]

[0820]

[0821]

[0822]

[0823]

[0824]

SSS0l 10-2062422

HaC
O o1
S5
s NO N
(e} N
1H-NMR (CDC13) B 9.25 (10, d) ; B84 (1 H.q) ; B=22 (1TH:d)

T.82 (LH,ad) ;, V.77 {(1H.4d), 4.31(2H,q);, 1.47(3H;t).

2 ol 33 E 1-19:

HsC,
CH
O O\‘Sf ?
i} 01.
FC/S N =
. @: Y )—cFs
(@) N
IH-NMR (CDCl3) &:  9.27(1H,d), 8.85(1H,d), 8.39(1H,s),

T.86(1H; @) T.92(1H;d), 4.09(2H.q),; 1.48(3H,t) .

Az 7
2 o) 33E 1-19(0.26g), oFMEUED (4 ml), §28A YEF 253E (18 mg) @ 30% Hatssi &
N (3.5 m)E 5 AIZE T 85TolA Wikt o] & Whg Z¥RES HARoFE YANI|IEE I, Rk
E3Eo 30% ksl &N (0.5 mDS MR, 2 F 2 EFES 3 A 59 85 Coﬂﬁ EACLxc e A=
o] & Htg FFES Aoz YAANIEF R, Wy EFEEC ES MUY R HAE 2AE ot ¢
d FHsAT. 2 A 10% T84 oAU ER FEI9S HUlEISa, O EFES oY oA HoER F&
8T, FU15S B 2 ¥aE A4 AFsga, ¥4 dbvtadlge® Azsa, 7 sl TF53s
o, ZFES A7 2 A9 Z22eEady AHEske 2-B-dEsxd-5-EfEFoEvdyed-2-4)-5-
(Eg)Z2Ro2vds 2 d)HZSALE (o]F "B utgo 313tE 1-20"0 2 AFE)(0.24 9)& 43
2 ol 33HE 1-20
HsC,
CH
O,/ 2
AN Ay :/S
o NG =
° \[::I: > N/ CF3
0 N
1H-NMR (CDC13z) 5: 9.28 (1H,d), 8.84(1H,d), 8.62 (1H,d),
8.21 (1H,dd) , 8.00 (1H,d), 4:05(2H;d), 1-49(3H,Lt).
Azd 8(1)
tert-F82 (27 ml) ¥ FAsLE (3.15 9)9 EFES FF slollA 7HEste] 1A §<F wuksieh 1 &
2o 02012-086848°] 7]1A® HAxto] wal dAE 2-Zrz-5-EfZE2ozwgadiddad (6.0 g), 2
tert-F&-2 (3 nL)S A3l Zd7](dropping fumel) 2 75t o EES 37 tolA 71d3ste] 5 A7t
EOJ &’8}315}. o] & WkE EFES ARo® WIMYIEE i, 1 W EFEC FEE A4S HUls
AR 2AE AP a oEe 7 AFsIET. doixl AAES Al FEAHL AVl IN Fat

o ¥2 o
u&‘g

3
Aseieh, 1 %, AR LA ool s FHSHYRL, T olo] Axom A2

2
QL
52
[
M
=
L
BN
ol
2



[0825]

[0826]

[0827]

[0828]

[0829]

[0830]

[0831]

[0832]

[0833]

[0834]

[0835]

[0836]

SSS0dl 10-2062422

EFezvddadydd (4.42 g)& AU
EFezvddsbdydd:

lH-NMR (CDC1z2) &: 7.73(1H,d), 7.62(1H,dd), 6.61(1H,d).

Az 8(2)
2-3|EEA-5-EEFe2vadadrgd (2 g) 2 55 4 (10 b)Y EFE I 24 (0.74 nb) &
S W7 sl A UM, 2§ O EES 2 A 5 60TCAA wslith. o] & Hhg E3ES A2
WA 7|28 3x, ¥g EFEC 92-5 (50 mb)S Hx, I ETFES JdE olAEHJER
b = 3, 7 FAMEFoR Az, Y stellA w53l

1H-NMR (DMSO-Ds) &: 8.67 (1H,brs),8.59(1H,brs) -

A zd 8(3)

A B2 (4.6 g), oFHNEA (0.5 mL), olEE (20 mL) 2 & (15 mL)9) EFES 70T metda, 2 F
2-3|EEA-3-UERS-EEFeadderdydd (2 95 AV]d H7beda 1 EFES 2 AIE B 70
Toll A mratdeh, o] F jkg EES Aoz YZAAIES 39a, Bs TFES Celite®E T3 o7
3T, Aol AJHEE A FEAAL, A7) EIH F8A AU ER §98 HAEPn o E
FES oE oMEHCIER FEINUTY. F71FS 5 FAMUEFOR AZSIa, A selM wFHIAC

FES ,
Aozl BAE  tert-FEHHHEZR A FHle] 3-olu|e-2-3| EEA-5-EEFe2vdendygd (1.45
< AAL.

-0 =-2-3| EEA-5-E &R e 2vder dy g d:

NH,

N~ OH

IH-NMR (DMSO-Ds) &: 12.23(1H,brs), 7.49(1H,s), 6.68(1H,s),
5.72(2H,brs) .

Az 8(4)

3-ov]a-g-8| B %A -5-E ER QR Y LYY (0.63 g), 3-ILAIINIUL (0.5 @), BCI ==
ZReol= (0.68 o) 2 T ( Fee 3 Am £ *‘1011*1 ST, B W BEel ¥
o, 1 EFES 08 B 4L A A4 AR sl o8 FAasla Byl dxslo
3-ol DM Th-N-[2-3] = 2 A -5-E -3-lsFRolvtel s (olF "FHA HAE M-

q'



[0837]

[0838]

[0839]

[0840]

[0841]

[0842]

[0843]

[0844]

[0845]

[0846]

SSS0dl 10-2062422

61"%2 AFHE)(0.73 205 AU},

TA sheE M4-61:

H:C..
3 CH,
S
=
g n L]
—
FsC~ I\ N
= (@]
N OH

1H-NMR (DMSO-D¢) &: 10.83(1H,s), 8.71(1H,s), 8.48(1H,dd),
8.09(1H,d), 7.98(1H,d), 7.65(1H,dd), 2.99(2H,q), 1.31(3H,t).

Az 8(5)

F7HA shHE M4-61 (0.67g), DMEAD (0.64 g), EZEId¥E~d (0.68 g) ¥ THF (40 mD)e] EFES 3 AT
B9t 50Tl wRkskATE. o] & Wkg EgES ALow YANIEE &P, Wk EFES 7Hetel
AR A7 B 7K. 1 %, O EFES Y oMAHIE %fa}‘i’it}. F715S ¥3d S8
4 dstdRy & 2 x3tE AR AHEA, ¥ FRVEFoR AXSGA Y stelA w5
AF=s A7t 4 49 a=2rtEady AEste] 2-(3- 1 A0 d 9 d-2-9)-6-(EYEFLEE =9 d)S
AFEZ[5,4-b]F (o] & "E o] FFE 1-61"22 AFH)(0.59 g)& L)

HC
CHa

?S? S
FiC o 2 N =
e

N (@] N

IH-NMR (CDCl3) &: 8.76(1H,d), 8.70(1H,d), 8.64(1H,dd),
7.82(1H,dd), 7.47(1H,dd), 3.09(2H,q), 1.47(3H,q).

Az 9
2 o] 33 1-61 (0.43 g) @ FEEIE (30 m1)Y EFE n-FERIZIASMEA (£%: 65% ©]4F,
0.53 g)& 95 U7 stellA Hrlskiar, —? dES 5 3} o

1
10% 84 ol ER 89S HUsigla, 1 & 1 =
H 784 BFAdER fd9o02 Hl**ou# T4 g EFor HAxea,
2o Ayt A AY mzntEadgy 2t 2-(3-d gLz dylg
Z2[5,4-b]AEd (o]F "2 wge] SIFE 1-4"02 AFH)(0.34 g

w g SRE -4

Hac\

CH
o) O™

1l o

S NO
FoC \ —
] N/

N (0] N

1H—NMR(CDC13) 5: 9.08(1H,dd), 8.80(1H,d), 8.69(1H,d),
8.60(1H,dd), 7.81(1H,dd), 3.91(2H,q), 1.45(3H,t).
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SS50l 10-2062422

[0847] Az 10

[0848] B odhgo] 33tE 1-4 (0.17 g), o HAEYEH (4 ml), B2dX YEF 2535 (14 mg) ¥ 30% 234
| (4 mDe ZFES 4 AR T B0ToAAMuRsgltt. o] F W3 EFES Heow WMIEE
3L, &8 7A7lel HUbsglth. HAE ZAE AFd 93 FHIUT, 100 784 oI ER F898
I A H7)s) 1 EFES Y ofMHOIER FEAUY. FUITS E 2 23tE 9= A

2 Azstgla, B4 SlA FEaGT. AREL A7 A A AzeE
) EEENCESERNEER

[0849] ool 83tE 1-5:
HsC,
o. CHa
o>
T e o Wi
I >
ST 0 N
1H-NMR (CDC1s) S: 9.13(1H,d), 9.09(1H,dd), 8.79(14,4d),
8.60(1H,dd), 7.83(1H,dd), 3.88(2H,q), 1.46(3H,t).
[0850]
[0851] Azd  11(1)
[0852] -FRZ-2-Nolwe-5-EfZZ o 2uda gy (10.0 g), o€ wW=Z7 e (4.38 ml) ¥ DMF (40 ml)¢] E3}E9
F2JUER (60%, 2¢)(2.53 )& &5 ¥7 shollA Hrlselia, 7 & I TFES 2 A7 B A0A
AT, v EFEC BS HAUIEN A, O EFES o oiMEHClER FEIUY. fUI5S E3kd
T84 BATFAUYEF 89, oo ¥3lE dAFZ A, T IMIEReZ AUFEGa, 73 shelA
FEIIT. FFES Ayt A 2y AzetEady AHEske 2-Alolke-3-d e i d-5-ER SR 2| H vz
9 (9.25 )& AUt}
[0853] 2-ANolx-3-o g M ad-5-Eg|ZF o gy ayl:
H3C\
CH,
S
i /
1H-NMR (CDC13) 5: 8.68 (1H, s), 7.88(1H,s), 2 T S
1.44(3H,t) .
[0854]
[0855] Azd 11(2)
[0856] SEE 32 (30 ml) 2 B (10 m)9 EE 2-Alop-3-dd Mg d-5-EgZF o 2vdyd (6.0 )& H
b, 1 F 1 EFES 2 AR S 130Tl wwkskdrh. o] F v EFES ALeow WANIIES
ahlar, Wb EFES dHom WAATIaL, AVlel & (200 nD)S HIFEIGIA 1§ 2 EES 30EEe A
2o A atEkedth. HAE nAE oA 9d FHE, BER A st dxste] 3-oldduid-

_61_



SS50l 10-2062422

[0857] - gdAduld-5-EgEF 0 2 W gy Ak
HsC,
CHa
s
3
A CF3
HO N /
IH-NMR (CDC13) 5: 8.55(1H,s), 7.92(14,s), 3.02(2H,4d),
1V _ET () -
[0858]
[0859] A Zzd  11(3)
[0860] 3-olu|-2-3| EEA-5-EE R e 2rExydyad  (0.67 g), 3-odgddid-5-EnZFezddyIALt
(0.75 g), EDCI 3l=2F 2= (0.68 g) 2 ﬁ%ﬂ‘ﬂ (20 mD) 9] ZFES 1.5 A3t FoF Ao w3,
WS 288 5 B, 7 F 1 EFES 15 £ AddA atslditt. HAE uAE ol & ¢
AsAar, Adstol PBxsle] 3-oddupd-5- Ea% iuﬂ -N- [2—6IE%A1—5—E ZFeEddEsrdyad
-3-dlgZFHoluto]l= (o] F "FIHA FFE M-65"2 AwH)(1.28 =R cl=
[0861] FA 33HE M4-65
H4C
3 \CI:HZ
s CFa
o
2 H I
FsC~ | % N
N7 “oH
I-NMR (CDC13) 5: 10.99(1H,s), 8.90(1H, 8), 8.68(1H,s),
7.91(1H,s), 7.81(1H,s), 3.02(2H,q), 1.48(3H,t).
[0862]
[0863] A Zd  11(4)
[0864] =24 34E M4-65 (1.24 g), DMEAD (1.01 g), EFdI¥EAT (1.06 g) 2 THF (40 m1)¢ EFES 3 At
B 50Col A wHkEl T, o] F wkS FRMES AL ow WAAIEE QL v EFES AYEted 5%
ANFHL A7l E& HUbeddg. o F, Z3ES o oA ER FEIIL. V1S E3E 584
Azdny &8 F ¥3E A¢Z MAFHIPE, T FMYEFoR AFIa, 7 A FFISGT.
FES ey A Ad azvteEady AHEste 2-3-dEAdid-5-E R 2v ey d-2-d)-6-(EL EF
S 2UEEId)SAEZ[5,4-b]F 2 d (o] F "E o] 39E 1-65"2 AFH)(0.94 g0 I
[0865] 2 ol 33HE 1-65:
HsC,
CH,
0 S
.S N —
FaC =
3 ~ | @CFs
N (0] N
1H-NMR (CDC132) 5: 8.83(14,d), 8.81(1H,d), 8.75(1H,d),
7.97(1H,d), 3.13(2H,q), 1.51(3H,t).
[0866]
[0867] Az 12
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[0868]

[0869]

[0870]

[0871]

[0872]

[0873]

[0874]

[0875]

[0876]

B oubo] 3R 1-65 (0.74 ¢) ¥ ZEZIES (30 ml)o EE p-ZRaAbsbHzAl (S5 65% oA,
A5 B4 stollM Hrbekdlal, 2 % O ERES 4

0.77 g)& L =l
10% 784 oFHIUEF F&0& Hrhslgla, 7 F 1 E3Es IREIFOR FEFST. /715 Ed
H 58 AU ER SR AFSola, B4 FAUEFOR Hxsta, e steld sFEY. 4R
=& At A A9 AzEady] Aeste 2-G-dexd-5-EETeRdud-2-)-6-(EHETL

Zud eI d)SAEZ2[5,4-b]F 2 d(o]F "2 dgo] 39E 1-14"2 AFH)(0.75 9 & I

® 2 ggte 1-14:

HaC
O Os CHe
I ’/S
.8 N o
FsC = —
| > )—CFs
~.
N~ O N

IH-NMR (CDCls) &: 9.31(1H,d), 8.84-8.81(2H,m), 8.73(1H,d),
3.98(2H,q), 1.49(3H,t).

1-14 (0.38 g), oMAIEYEZ (4 ml), G YEF 2535 (27 mg) ¥ 30% Hatslaa

4 me EFES 4.5 AZE e 80TolA wwsditt. o] &
7 A7psiitk. 1 %, JAAE aAE Ao o] FHUL, AVl 10% TEA oFEIYEF
= A7BslGlaL, 2 F O £3ES dld ofMHCER FESIGT. fUEE & 2 x3tE d4E A
7 sl A wEFe. IAFES Ayt A dE A2etE2 T A
Z=2[5,4-b]HEd (9]

3
olo
ot
i
il
o
il
rlo
(o
fru
o
&
>
A
k1
Jfu
o
pats

prl_t(
2
NS
A
o &
o, 2
i,
i)Y
bl
e
h
I
|
ik
e
St
to
fr
=
A e, d
&
o M g
rt
N
e,
&
A
[t
ik
e
Bl
to
fr
=
uw,
i)Y
bl
s
do
>

HsC
B, AT
s =S
Sz N ©
FaC ~ =
3 | > CF
~ / 3
NT O N

1H-NMR (CDC13) &: 9.32(1H,d), 9.17(1H,d), 8.85-8.82(2H,m),
3.95(2H,q), 1.50(3H,t).

Az 14(1)

1-(Eg|ZF2oa2vgAdstd) s (4.85 g) ¥ F2IRIXE (100 ml)Y ZEIE p-FE2ipalstulzal (£
6 EEEs o

65% o1, 6.33 9 A& 7 FelA WANAT, T F 7 BFES 4 A B AL W7 sl A wwakgl

oowg BBl 108 84 oFFAIEF FEAL WANNAD, 1 F O EFRE oY opdEolER 35

selth. #7159 E3hE £84 BAFRUEF Soom ARaga, T4 Fvbeon Axstn, 7

sl A HESAT. Poldl TAF ool o) FHHRAT AMOE AHHo] 4-(EL BT LRI HEI D)
2ith.
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[0877]

[0878]
[0879]

[0880]

[0881]

[0882]

[0883]

[0884]

[0885]

[0886]

SS50l 10-2062422

1~(EfZRoendsyd)dsE

1H-NMR (CDCl3) &: 7.70(2H,d), 7.06(2H,d) .

4-(EgEForvdsyd)ls £3 a17]e] Wyl wheh Alxd 5 Sl

4~(EgiERozvadsld)dE (5.0 g) 2 50% A (10.1 )¢ & 356 A3t s &9 (1.26 9)&
70CoA H7betdar, 1 F 2 EFES 1 A 5 70T muksinl. whg E3E] 35% IAbskEa

M (0.50 g)& 70CAA Hrretgda, 1 T 1 ZIE ZQF 70°Col A wukstgith. Bk z’d“oﬂ 35%
s BN (0.26 g)S 70ToNA HIbsia o

EgEo] 35% A S (0.6 g)S 70TCoAAM %
Ak, o] F whg EFES HALoR YIRS 9, A7rsiict 1 %
T E3ES dY oMAEHCIER FEII3, T btavlgos Axsta, 7 stelA wFEeith 4o
AAE ARl ofsll s, Hito R AFHste] -(EYEFeRrdEyd)dE (4.62 g, w1 93.6% LC
©] WA H](area percentage)°ll 9|3l AxbE)E ATt

¢

KR
S

Els
B Zot 70 coﬂH Al

r o
B
R
(m o
it

oo

o o

=

Az 14(2)

4- (EE]’Q%QEUHQEJJ DFE (0.42 g) & oFMEA (4 ml)e] E3E4 A (0.29 ) 2 s5H 33t (160
w)E HA7bsla, 21 & 2 EFES 8 A7 B Ao mtelgtl. dSES WS &R Hau, IHE
IAE o7 «loH AP, 2 nAS B2 AHEPn 7uste Azl 2-UEZ-4-(EFZTEQ 2

%EJ’] F_))Jﬂl:' (0 28 g)e 1:/\}\]:}'
-UERZA-(EgEFoavdsyd)ds

o

Fac’s\C[Noz
OH

1H-NMR (CDC13) &: 10.97(1H,s), 8.59(1H,d), 8.00(1H,dd),
7.45(1H,d) .

Az 14(3)

L

ER-A-(Eg)ERerddsyd)dE (5.0 g), FetF 7HE (Pd 5%)(0.50 g) 2 olehe (65 ml)o] EFE
oA 6 A7 Eok 35CelA WL o F uke BHEG Aeor YA RS %1,
te®E T3 AHsINT. ES AAE "G, 1 F O EFES oY OMlEﬂ o]

i e Zogo Y

& w7 8k

S EFES Celi ER

33k, §715S B2 AFHS A, T SRIGEFoR fxsta, 14 stelA w0k 2o A
SERRIFORE AFHFY 2-oln| x4-(EEFo2WEEI ) s (3.87 )& AT},
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[0887]

[0888]

[0889]

[0890]

[0891]

[0892]

[0893]

[0894]

2-obr -4 (B8 &

1H-NMR (DMSO-Ds

6.87(1H,dy, 5.

Fezvdsrd)dE

) ®: 10.30(
18 (2H,brs) .

1H,Brs),

7.06(1H,d),

SSS0ol 10-2062422

6.91 (1H,dd),

A zo  14(4)

319H4é4i34(10@ S5 (12 ml) 2 DMF (0.1 mD)9] E3Ed 43 ged (0.8 nhD)E €5 49
zb stell A H7beklar, 1 % 1 EFES 100TAA 4 Az Sk wRksith. o] ¥ §kE Z3ES HARo=
WA =5 o}‘}iﬂ, e ESHE-S 74t slolA wEsldut. THF (8 ml)E Wk EgtEo] H7lekgdal, 1
THES - E4-(EYEFeErdeyd)dE (1.23 g) ¥ THF (12 mDell 7k, 2 AF $3F A2
ol vt & W E3d=C HIFSIAL, I £¥ES g oMAHCIER FESIY. fUsE 23}
H 84 AU ER 89 4 x3E AR A¥E, 7 FUEFoRE Axar, 3 shelA
FESY] - AT I-N-[2-3| EEA-5-(E EF e 2vE sy d)d g Zolnfol = (o]F "FHA FIE

M4-63"0.2 AFTH)(2.07 )& AU},
F7HA 3FgHE M4-63:
H
3 (I:H2
S
/
S PY
S ea
o’
IH-NMR (DMSO-D¢) &:
7.97(1H,dd) , 7.64 (1H,4d
2.98(2H,q), 1.31(3H,t).

10.67(1H, s),

8.90
d),

7.52 (1H,dd),

(1H,d), 8.48(1H,dd),

T ST

Az 14(5)

A 318E M4-63 (0.60 g), DMEAD (0.52 g), EFFAIL¥ 23 (0.56 g) 2 THF (12 ml)9] &E3ES 50Tl
A 2.5 AZE B mkEith, o] F Rkg EFES AeoR WZAIIEE a, we EFEES et
A EF3%a B AV "otttk %, O ERES oY oMAHO|ER FEI8IY. fU5S X3t
T84 d3dEE £9 2 zstd A2 AFIGla, 79 SMMUEFoR Axsta, ek shelA
FHESIAT. AFRES A7t A A7 ARvtEadT HYyste] 2-(3-ogd eI d-2-d)-5-(EYEF LR
HE eI )M 2SARE (o] & "& g o] slghE 1-63"2.2 Aw¥)(0.51 g9)& AU,
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[0895]

[0896]

[0897]

[0898]

[0899]

[0900]

[0901]

[0902]

[0903]

[0904]

[0905]

SSS0ol 10-2062422

IH-NMR (CDC13) &: 8.61(1H,dd), 8.39(1H,s), 7.93(1H,d),
7

7.88(1H,d), .81(14,4dd), 7.45(1H,dd), 3.08(2H,q),
1.48(3H,t) .
AZd 15
B oatm o] 3eE 1-8 (915 mg) ¥ EFE2ZFE (8.5 )9 EFE n-FER2HAFHEAL (X0 65% ©]A,
1.42 g)& #H7IsRa o i:liﬂ%g4%;%ﬁé%ﬂﬁimﬁﬁﬂ.%%%%%ﬂu%#%@ﬂg%&
UEF &98 A7 2 F 2 EFES 10 # 5o Ao wutsldtt. f715S ¥3d 584 gtk
FAUEE &9, ﬂﬂ B 9 yslE F84 dIUEF fd9o=2 AR, F4 Ftvladgoe=
Azsta, 7 seA FFIGT. FFES Agr A A azetEady AHelske] 2-(3-NEEEd-SA]
2 d-2-d)-5-(EEF 2 Ee )N SALE (o]F "2 dyo] 33E 1-76"2Z AFEH)(117 ng)S &

HsC
CH»
o Osg
5. N 07N
S N
1
(o}
lH-NMR (CDCl3) &: 8.58(1H,d), 8.54(1H,dd), 8.18(1H,dd),

7.99-7.93(2H,m), 7.73(1H,dd), 3.56(2H,q), 1.38(3H,t).

Az 16(1)
E74d (6 ml) T 3-dEExdIFAULt (1.00 g) @Al DMF (0.003 g)= H7lskiar, 7 % 1A st
Eod (1.12 @& A4 Al H7lelrt. 1 %, 21 EFES 75CAA 1 Azt ?}ﬂ%aﬁﬂ,lii%
& Fubol] o8 AASAN L 3-odET I ZUAN FREo|= (1.06 g9) & LU
e exdiZdi SR
HaC,
OQSCHZ
09" Y—
\
cl N /
1H-NMR (CDCl:) &: 8.94(1H,dd), 6.42(1H,dd), 7.73(1H,dd),

3.47(2H,q), 1.37(3H,t).

THE (5 m1)F9] 2-olx~4-(EZEF2de<xad)dlE (0.93 g)&d THF (2 ml) F9] 3-dEesxddZd
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[0906]

[0907]

[0908]

[0909]

[0910]

[0911]

[0912]

[0913]

[0914]

[0915]

s = 95 97 stelM Aet Hrbeklan, oo 1 EFES 18
ook E¥ES =& dA(quenched)stlal, ¥t 84 THAFAUER Sdow FIAZIAL
g ot fU1SS E3HE S84 S AUER &9, oo & ¥
3 KN T+

P4 PArhadEor AxAgm, B HAA sEAAT. AR

(o]F "F2H BT W-9"2 AFH)(1.50 & AT,

1H-NMR (DMSO-ds) &: 10.29(1H,s), 68.95(1H,d), 8.67(lH,s),
8.44(1H,d), 7.87(1H,dd), 7.56(1H,d), 7.21(1H,d), 3.70(2H,q),
1.19(3H, t) .

9 TA FFE M9 (0.50 g)o FEN| p-EFAEEL 1438 (0.45 9)& 7St
7F =]

A wursge. o] ¥ owkg

EREe YAANES g, Avl EaE FE4 BHRAUER §9 AheRn, 1§ 0 EEE

g chdHelEE FEedth. #7153 HohE £84 WAFIUEF §9, oo B L oW G5 AY

Sk, 1 F, 7 EFES TH PEoR Azsta, 49 sl sESdn. 2R 4t A 2
_ .

Azd 17(1)

(e R 2P NE (100 o) 2 Hoauid YEF 253
£ (4.99 9% 0CANN FAASRR, T F T EFEES 0 5

= 2.
3 5QF 70TCAA Rk, ¥hE E3FE 35%
HatgleA £9 (5.0 @& 70TCA #H7ksla, o1 & 2 EES 1 Al 59 80TolA sk}, wkg
3= 35% HAFstA & (2.0 g)S 80TAA H7betRa, 1 & 11 EFES 3 AlZE 5<t 80T uwt

Sttt RES E3bEd 35% FAitstara &9 (1.0 g)S 80T

B0TCAA wmuksIST, o] & HbE S3ES Aoz W7ia

NS Hrlelnh. AAE nAZ oo o) FHIF

= (10.81 g)& AAUrt.
g

4-(EgEF o=

p5v2 3

OH

1H-NMR (CDC13) 5: 7.95-7.91(2H,m), 7.08-7.04 (2H,m),
6.34(1H, s) .

oG EE)A i (
S, 2 F a EFES 9 AX

gul

=
i
24
o

5.0 g) % oFAEAF (20 mD) o] EFE 65
F 2ot 50CoA wykear, 2 A7 E<t

R84

90 &
oCelM maleth. W EEE

(o}
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i
h
X
Y
Q‘L
2
=
e
2
Q‘L
=2
)
N w
Q‘L
2
N
oo
(m
i
®
(m
Ac)

[0916] -UERA-(EEFo2vdsEd)dE:

IH-NMR (CDCls) &: 11.22(1H,s), 8.85(1H,d), 8.18(1H,dd),

T T L)
[0917]
[0918] A Zzd  17(3)
[0919] PUERA-(EFEFea2vdesyrd)dE (4.5 g, ZEF JHE (Pd 5%)(1.37 g), °oFAIEAF (0.05 ml) 2 ol
LS (45.6 ml1)9] EIES 9 A|7F B 40ToNA F4 897 stellA] mukslgity. o T uhs EIES AL
o7 YAANEE 319ar, v EFES Celite®E 53 oFatar, dojd oJates 7hstdd sEFA AT
dojd A S EFAOR AFsle] 2-oln|—4-(EZFe2rdsrd)mis (3.78 90 dAH.
[0920] 2-oln|—4-(E EF o 2MEEs X d) s
o)
o NH.
OH
1H-NMR (DMSO-ds) &: 11.11(1H,brs), 7.25-7.14(2H,m), 6.98-
6.93(1H,m), 5.38(2H,brs).
[0921]
[0922] Az 17(4)
[0923] 2-oln—4-(Eg)Z o2 dExd)dE (0.60 )5 THF (4.22 g)F o= {3A|7]1L 1 5 THF (3.63 g) =
9] 3-ddLEddFAs FEGo|E (0.59 )5 ‘A 2AS 20 WA 25CTAA sk Hr7bsker, 1 3,
I EFES 2 AZE ok Ao wweda, 2 F s Skl 93] AAGUY. HHE nAE o
og] A At HxdY -dEEEId-N-[2-3 EEA--(EEF e 2rdeyxd) v d ] g Zolulo]
= (0]F 274 SEE W-10"2 AFE)(1.09 g, =% ¢ H-NWRel <3} 86% = AAE)S At
[0924] =k 3HeHE M4-10:
HaC.
3 (l:HZ
0.0 (,J_fc's') ]
F;-;C’S\(;[hI SN
o’
IH-NMR (DMSO-dg) &: 12.35(1H,br.s), 10.44(1H,s), 8.96(1H,dd),
8.85(1H,d), 8.44(1H,dd), 7.87 (1H,dd) , 7.81(14,4d4d),
7.31(1H,d), 3.68(2H,q), 1.19(3H,t).
[0925] r r rq r r
[0926] A zd  17(5)
[0927] Z70 A S M4-10 (0.60 g)ol Ex=FE2dA (7.23 g) % p-EFAPEN 153HE (0.52 9)& H7bstglx
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10-2062422

s==4

o
i
o
jop-

7k, 1

3
=4

=
=

of olg obAlElo] E(40 mL)

&
I

=K

1-10

=1
=

S}

ge] 3t

1513
=

Aelste]

g7 A Ad amnfEay)

(0.35 g)

=
B

[0928]

o

ok

(D2l 39

A
A

[0929]

[0930]

1

,R, R, n

3714 A’

[0931]

B

o™

4]

o™

o

o

CEy
CE3
CF3
CF3
CF3

CF3
CF3
CF3
CF3
CF3
CE3

CF3
CF3
CF3

CF3
CF3

CF3

CF3
CF3
CF3

CF3
CF3
CE3
CF3
CF3

Rl

CF3

CF3
CF3
CF3

CFa
CF3

CF3

CF3

CF3
CF3
el
Ccl

cl

cl

cl

Al

CH
CH
CH
CH
CH

CH
CH

CH
CcH
CH

af

To
ol

Il

i

ol

iiof

1-10
I1-=T1
112
L2l S
1-14
1-15
1-16
1=27
1-18
T2

121
1=22
1223
1-24

[0932]
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[0933]

# 4

= 9o Al Rl R2 n m
5Es

1-26 CH Cl CE3 0 0
1-27 CH cl CF3 i 0
128 CH Ccl CF3 2 0
1-29 CH cl CF3 2 1
=36 CH cl CF3 2 2
1—=31 N Br CF3 0 0
132 N Br CF3 i 0
1—33 N Br CFE3 2 0
1-34 N Br CF3 2 1
=35 N Br CF3 2 2
1-36 CH Br CF3 0 0
157 CH Br CF3 il 0
138 CH Br Cks 2 0
L=38 CH Br CFE3 2 1
1-40 CH Br CF3 2 2
1-41 N H CF3CF3 0 0
1-42 N H CF2CF3 L 0
1-43 N H CF2CF3 2 0
1-44 N H CF3CF3 2 1
1-45 N H CFaCE3 2 2
1-46 CH H CFzCF3 0 0
1-47 CH H CF:CF3 i 0
1-48 CH H CEsCF3 2 0
149 CH H CF2CF3 2 1
1-50 CH H CF3CF3 7 2
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[0934]

[0935]

[0936]

[0937]

2(14) 9] sgta:

_71_

# b5

B2 ubo g Al R1 R2 - |
shars
T=8] N Chy CECF3 0 0
1=hH2 N CF3 CF2CF3 il 0
I N CF3 CF2CF3 0
1-54 N CF3 CFCF3 1
1-55 N CF3 CFE2CF3 4 2
1-56 CH CF3 CFCF3 0 0
1-57 CH CF3 CFE2CF3 2 0
1-DH8 CH CF3 CFCE3 2 0
159 CH CF3 CEZCF3 2 1
1-60 CH CF3 CFCF3 2 2
1-61 GE3 0 1
1-62 CF3 0 2
1=63 CH H CF3 0 1
1-64 CH CF3 4] 2
1-65 N CF3 CF3 0 21
1-66 N CF3 CF3 0 2
1—-67 CH CF3 CF3 0
1-68 CH CE3 CF3 0 2
1-93 CH cl CF3 2l §&
1-94 CH cl CF3 0 1
1-95 CH F CF3 0 0
196 CH F CEs3 2 0
1-97 CH F CF3 2 2
1-98 CH H CF3 gl 2

HaC.

0. Gt

O’/
\ Rt (1A)
N

% 60 9 dele] ol

5

10-2062422



[0938]

[0939]

[0940]

[0941]

[0942]

X6
H k] o] R RZ
3gE
1-69 H B
170 555 CF3
1-71 . CFa
1-72 Br CF3
1-73 H CF»CF3
1-74 CF3 CF2CF3
2l (1B) 9] 3}gHE:
HBC\
CH,
RQ 8:;8/
0=5 N —
’W¢9ﬂ:‘}gi:>R1 (1B)
O
o714 A, R 2R ¥ 7] Ydg <ole] xdo|u},
7
H ul o] Al R1 R¥
3 E
15 N H CFE3
1-=76 CH H CFs
1= N CFs CF3
1-78 CH CFs CFEz
1-79 N Gl Gl
1-80 CH [ CF3
1-81 N Br CFz
1-82 CH Br CFz
1-83 N H CF>CF3
1-84 CH H CF2CF3
1-8B5 N CFs CF2CFa
1-86 CH CF3 CF3CF3

_72_
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[0943]

[0944]

[0945]

[0946]

[0947]

[0948]

2 (109 sHhe:

HsC
CH
Ry sy
O?,SI NO/ —
o \(\L[ @Rli (1C)
S \
NTTO N
i o}
0
o714 R LR X 8o s 9oje] x|},
X 8
By o R1 R2
Y=
1=87 H CFa
1-88 CF3 CF3
1-89 &L CF3
1-90 Br CF3
1-91 H CF2CF3
1-92 CF3 CF2CF3

e

olg}, & 3 WA & 8o Ui

2 2o FEE 1-26:

1H-NMR (CDCls) &: 8.50(1H,dd), 8.26(1H,s), 7.74-7.70(3H,m),
3.07(2H,q), 1.50(3H,t).

2 &89 ggE 1-28:

1H-NMR (CDC13) 5: 8.96(1H,d), 8.59(1H,d), 8.19(lH,d),
7.79(1H,dd), 7.74(1H,d), 4.08(2H,q), 1.46(3H,t).

£ 4wy deE 1-29:

lg-NMR(CDCls) &: 8.97(1H,dd), 8.60(1H,dd), 8.36(1H,s),
7.94(1H,d), 7.89(1H,d), 4.07(2H,q), 1.47(3H,t).

2 &89 ggE 1-30:

1H-NMR (CDCls) 5: 8.99(1H,d), 8.60(1H,d), 8.59(1H,d),
8.18(1H,dd), 7.98(1H,dd), 4.04(2H,q), 1.47(3H,t).

£ =t SFE 1-46:

Ig-NMR(CDCls) &: 8.59(1H,dd), 8.26(1H,d), 7.79(lH,dd),

T=HEH ), TSIEEHE8) » 74310, 88) 30T EH ), 48030, 1) .

£ dwe] F5E 1-48:

IH-NMR(CDCls) &: 9.03(1H,dd), 8.61(1H,dd), 8.18(1H,s),
7.79-7.71(3H,m),4.04(2H,q), 1.43(3H,t).

2 2o SEE 1-49:

IH-NMR(CDCls) &: 9.05(1H,dd), ©.62(1H,dd), 8.36(1H,d),
7.94(1H,dd), 7.88(1H,d), 7.78(1H,44d), 4.02(24,49),
1.44(3H, t) .

2 g SEE 1-50:

_73_

W o] g§Ee] H-NR ©lo]ElE LpEhITh

SES05 10-2062422



[0949]
[0950]

[0951]

[0952]

1H-NMR (CDC1l3) o 9.06{ 14, dd), 8.62(1H,dd)., 8. 58 (1LH, ).,

B R Ed) . TS9TIEREY . T.800H.88) 3. 99028 6),. 1.25(31.,5).

2 dtEg SEE 1-64:

1H-NMR (CDCls) &: 8.66(1H,d), 8.61(1H,dd), 8.12(1H,dd),
7.98-7.92(1H,m), 7.82(1H,dd), 7.47(1H,dd), 3.09(2H,q),
1.49(3H,t) .

E drg SgE 1-94:

1H-NMR (CDCls)  &:  B.52(1H,d), 8.39(1H,d), 7.93(1H,d),
7.88(1H,dd), 7.74(1H,d), 3.08(2H,q), 1.51(3H,t).

E dgmo FFE 1-95:

1H-NMR (CDCls) &: 8.42(1H,d), 8.26(1H,s), 7.73-7.71(2H4,m),
7.48(1H,dd), 3.05(2H,q), 1.50(3H,t).

E oo FAE 1-96:

14-NMR(CDCls) &: §.88(1lH,d), 8.34(1H,dd), 8.19(1H,d),
7.78(1H,dd), 7.74(1H,d), 4.08(2H,q), 1.45(3H,t).

£ 2w SFE 1-97:

1H-NMR (CDCls) &: 8.90(1H,d), 8.59(1H,d), 8.35(lH,dd),
§8.18(1H,dd), 7.97(1H,d), 4.04(2H,q), 1.47(3H,t).

E &g SgE 1-98:

1H-NMR(CDCls) &: 8.96(1H,dd), 8.70(1H,dd), 8.61(1H,d),
8.18(1H,dd), 8.10-7.96(1H,m), 7.82(lH,dd), 3.62-3.45(lH,m),
3.17-2.99(1H,m), 1.43(3H,t).

21 (M4) 2] 33tE:

H
SC\(EHQ

| H |
(O)nS \f\,[N N (M 4)
S | (9]
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[0953]

X9
T4A AEE At R R? n m
M4-1 N H 6 2 0 0
M4-2 N H CFs 1 0
M4-3 N H CF3 2 0
M4-4 N H CF3 2 1
M4-5 N H Chk3 2 2
M4-6 CH H CFs 0 0
M4-7 CH H CFs 1 0
M4-8 CH H CFs 2 0
M4-9 CH H CFs 2 i
M4-10 CH H CF3 2 2
M4-11 N CEy CE4 0 0
M4-12 N Cha CFa 1 0
M4-13 N CFs CE3 2 0
M4-14 N CFz CF3 2 1
M4-15 N CFa CF3 2 2
M4-16 CH CEy CFE5 0 0
M4-17 CH CFa CFa 1 0
M4-18 CH CF3 CF3 2 0
M4-19 CH CFz CF3 2 1
M4-20 CH CFs CF3 2 2
M4-21 N g1 CF3 0 0
M4-22 N el CF3 1. 0
M4-23 N 1 CFs 2 0
M4-24 N Cl CFs 2 1
M4-25 N 518 CFs 2 2

_75_

5

10-2062422



[0954]

¥ 10
TOA FHE=E Al R? R? n m
M4-26 CH EL CF3 0 0
M4-27 CH cl CF3 1 0
M4-28 CH Cl CF3 2 0
M4-29 CH €l CFE3 2 il
M4-30 CH Cl CFs & 2
M4-31 N Br CF3 0 0
M4-32 N Br CF3 1 0
M4-33 N Br CF3 2 0
M4-34 N Br CFs 2 1
M4-35 N Br CF3 2 2
M4-36 CH Br CFa 0 0
M4-37 CH Br CFE3 1 0
M4-38 CH Br CF3 2 0
M4-38 CH Br CF3 2 1
M4-40 CH Br CF3 2 2
M4-41 N H CF2CFE3 0 0
M4-42 N H CF2CF3 1, 0
M4-43 N H CFE2CE3 2 0
M4-44 N H CF2CF3 2 1
M4-45 N H CFE2CFE3 2 2
M4-46 CH H CE>CF3 0 0
M4-47 CH H CF2CFE3 al. 0
M4-48 CH H CE2CFE3 2 0
M4-45 CH H CEsCha 2 1
M4-50 CH H CF2CF3 2 2
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[0955]

[0956]

[0957]

[0958]

£ 11

=7 S E Al R R2 n m
M4-51 N CF3 CF2CF3 0 0
M4-52 N CF3 CF2CF3 1 0
M4-53 N CF3 CF2CF3 2 0
M4-54 N CFs EF2CF3 2 1
M4-55 N CF3 CF32CF3 2 2
M4-56 CH CF3 CF2CF3 0 0
M4-57 CH CF3 CF2CF3 1 0
M4-58 CH CF3 CE2CF3 2 0
M4-59 CH CF3 CF:CF3 2 1
M4-60 CH CF3 CF2CF3 2 2
M4-61 N H CFa 0 1
M4-62 N H CFs 0 2
M4-63 CH H CF3 0 1
M4-64 CH H [ 0 2
M4-65 CF3 CF3 0 ;
M4-66 Chk3 CFa 0 2
M4-67 CH CF3 CF3 0 1
M4-68 CH CF3 CF: 0 2

21 (M6) 9] stEE:

B v
(0)nS :/ ‘ N@R‘i (M 8)
Al 0] N
eZ]4 AL R, R, m 2 Ve X 12 WA E 4o dde gele] ol
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[0959]

* 12
7 SE Al R* R? m Vi
Mb6-1 H Cky 0 F
M6-2 H CF3 1 F
M6-3 H CF3 2 F
M6—4 CH H CF3 0 F
M6-5 EH H CFs ¥ F
M6-6 CH H CFE3 2 F
Me-7 N CF3 CFa 0 F
M6-8 CF3 CF3 i F
M6-9 N CF3 Ck3 2 E
M6-10 CH CFs CFs 0 F
M6-11 CH CF3 CFs 1 F
Me-12 CH CFs CFs 2 E
M6-13 N Ccl CF3 0 F
Me6-14 N Ccl CFs 1 F
M6-15 Ccl CFs 2 F
M6-16 CH Gl CF3 0 F
Me-17 CH Gl CF3 1 F
M6-18 CH Gl CFs 2 F
M6-19 N Br CFE3 0 F
Me-20 N Br CF3 1 F
M6—-21 N Br CF3 2 F
M6-22 CH Br CF3 0 F
M6-23 CH Br CF3 1 F
Me6-24 € Br CF3 2 F
M6-25 N H CFE2CF3 0 F
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[0960]

[0961]

* 13

A HE= Al R! RZ m W
ME-26 H CF:CF3 1 F
Me-27 N H CFaCF3 2 F
ME—28 CH H CF3CF3 0 F
M&-29 CH H CF3CF3 i F
M6-30 CH H CF2CF3 2 F
M&-31 N H CF3 0 2F
M6-32 N H CFs 22 cl
M6-33 N H CF3 2 cl
Me-34 EH H CF3 0 o<1
M6-35 CH H CF3 1 al
M&E-36 CH H CE3 2 i
M6-37 N CF3 CF3 0 adl
Me-38 N CF3 CF3 1 cl
M6-39 N CF3 CF3 2 21
Me-40 CH CFs3 CF3 0 [0
Me-41 CH CF3 CF3 1 cl
ME-42 CH CF3 CF3 4 2%
Me-43 N cl CF3 0 cl
Me-44 N cl CF3 * cl
M6-45 N CF3 2

Me-46 CH b CE3 0 C
M&-47 CH Cl [ 1 il
M6-48 CH QL CF3 2 clL
M6-49 N Br CF3 0 el
M6-50 N Br CF3 1 zl

F 14

=7 e = Al RY R? m N2
Me-51 N Br CF3 2 cl
Me-52 CH Br CF3 0 o |
M&-53 CH Br CF3 1 el
Me-54 CH Br CF3 2 cl
M&-55 H CF32CF3 0 o4 |
Me-56 N H CF:CF3 S cl
ME-57 N H CF3CFE3 s 2l
ME-58 CH H CF3CF3 0 o |
ME-59 CH H CF2CFz £ 1
ME-60 CH H CF2CF3 2 il
M6-61 CH F EF; 0 E
Me-62 CH F CF3 2 F
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[0962]

[0963]

[0964]

[0965]

21 (M10) 2] 33HE:

1 |
2 v S R
|
(O)S ~ N Ay w10
e ©
H

1 1 2 1 — - =
A7IA AL, R, R, m B V2 35 15 WA 33 17 Ygd dole] x3jfolrt.
Iz 15
04 548 A & e n v
M10-1 N H CF3 0 F
M10-2 N H Ck3 1 F
M10-3 N H CF3 2 F
M10-4 CH H CF3 0] F
M10-5 CH H CE3 1 F
M10-6 CH H CF3 2 F
M10-7 N CF3 CFa 0 F
M10-8 CFg3 CF3 1 F
M10-9 N CF3 CF3 2 F
M10-10 CH CF3 CF3 0 F
M10-11 CH CFa CE3 1 F
M10-12 CH CFa CF3 2 F
M10-13 Cl CFa 0 F
M10-14 Ccl CFs 1 F
M10-15 (i B CF3 2 F
M10-16 CH EL Ck3 0 F
M10-17 CH cl Ck3 1 F
M10-18 CH Cl CE3 2 F
M10-19 N Br CF3 0 F
M10-20 Br CF3 1 F
M10-21 N Br CF3 2 F
M10-22 CH Br CF3 0 F
M10-23 CH Br Chk3 1 F
M10-24 CH Br CF3 2 F
M10-25 N H CF2CF3 0] F
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[0966]

[0967]

5

£ 16
-%“{]-iﬂ ﬂ@’% Al Rt RZ m vt
M10-26 N H CF2CF3 1 F
M10-27 N H CF2CF3 2 F
M10-28 CH H CF2CF3 0 F
M10-29 CH H CF2CF3 1 F
M10-30 CH H CF2CF3 2 F
M10-31 N H CF3 0 ¢l
M10-32 N H CF3 1 &L
M10-33 N H CF3 2 €L
M10-34 CH H CF3 0 L
M10-35 CH H CFa 1 21
M10-36 CH H CF3 2 €L
M10-37 N CF3 CF3 0 1.
M10-38 N CF3 CFa 1 cl
M10-39 N CF3 CF3 2 Bl
M10-40 CH CF3 CF3 0 2l 8
M10-41 CH CFa CFs3 T L
M10-42 CH CFs CF3 2 £l
M10-43 N & CF3 0 cl
M10-44 N (a1 CF3 i cL
M10-45 N el CF3 2 @&l
M10-46 CH ik CFz 0 el
M10-47 CH &l CF3 1 L
M10-48 CH &3 CFs3 2 &l
M10-49 N Br CF3 0 cl
M10-50 N Br CF3 1 €l
2 17
1A sEE At R1 R2 m Vi
M10-51 N Br CFa 2 Gl
M10-52 CH Br CF3 0 c1
M10-53 CH Br CF3 i, Gl
M10-54 CH Br CF3 ) Gl
M10-55 N H CF2CF3 0 Gl
M10-56 H CF2CF3 1 Sl
M10-57 N H CF2CF3 2 28
M10-58 CH H CFE2CF3 0 Gl
M10-59 CH H CF2CF3 : B Gl
M10-60 CH H CEFCF3 2 Gl
M10-61 CH F CF3 0
M10-62 CH F Gz 2
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SES06 10-2062422

[0968] 2 (M16) 9] sh3h&:
HaC.
CHj
A ,N(O)ns = . (M16)
\@\C} \ /R
[0969]
[0970] o714 A", R, n 2 Ve ¥ 18 A E 199 UA® glele] zFtolr},
7 18

=44 Fg5= At R* n vt
M16-1 N i 0 Br
M16-2 i 1 Br
M16-3 N i g Br
Ml6-4 CH H 0 Br
M16-5 CH H 1 Br
M16-6 CH H 2 Br
M16-7 N CFs 0 Br
M16-8 N CF3 : BE
M16-9 N CF3 2 Br
M16-10 cH CF3 0 Br
Mle-11 CH CFa S Br
Ml6-12 CH CF3 2 Br
M16-13 N cl 0 Br
M16-14 N 58l 1 Br
M16-15 N cl 2 Br
M16-16 CH cl 0 Br
M16-17 CH cl 1 Br
M16-18 CH Cl 2 Br
M16-19 N Br 0 Br
Mle-20 N Br 1 Br
Mle—-21 N Br ® Br
M16-22 CH Br 0 Br
M16-23 CH Br 1 Br
Mle-24 CH Br 2 Br
M16-25 N i 0 I

[0971]

_82_



Z 19
=04 =RE Al R1 n Vi
Mle-26 N H 1, T
M16-27 N H 2 T
Mle-28 CH H 0 I
M16-29 CH H 1. I
M16-30 CH H 2 I
Mle-31 N CF3 0 I
M16-32 N CF3 1! I
Ml16-33 N CF3 s I
Mle-34 CH CF5 0 E
Ml6-35 CH CF3 1 L
M16-36 CH CF3 R I
Mle-37 N cl 0 I
Mle6-38 N &l 1 I
M16-39 N el 2 I
Mle-40 CH Cl 0 I
Mle-41 CH cl t I
Mle-42 CH el 2 I
Mle-43 N Br 0 I
Mle-44 N Br il I
Mle-45 N Br 2 T
Mle-4¢6 CH Br 0 I
M16-47 CH Br 1 I
M16-48 CH Br 2 I
[0972]
[0973] olet, ¥ 9 WA F 199 JA® F7H4 5322 H-NIR HlolE S Yehi).
M4-8
lg-NMR (DMSO-de) &: 11.05(1H,s), 10.15(1H,s), B8.95(1H,d),
8.47(1H,s), B8.43(1H,d), 7.87(1H,dd), 7.38(1H,d), 7.06(1H,d},
3.71(2H,q), 1.19(3H;t).
[0974] i
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[0975]

[0976]
[0977]

[0978]

[0979]

1g-NMR (CDC13) &
7.53(1H,d) , 7.46(1H,dd),
2.97(2H,q), 1.45(3H,t).
M4-E4

lg-NMR (DMSO-ds)  &:
B.48 (1H,d), 7-98(1H,d),
2.99(28,q), 1:31(38,t).
ME-34

1H-NMR (CDCla) 51
F.11-7.72 (2H,m) , 7 .47 (1H,dd) .
ME-35

1H-NMR (DMSO-Deg) &:
B.07(1H,d), 7.75(1H,dd).
ME-36

1H-NMR (CDCla)
8.01(1H,dd),
ME-4§

1H-NMR (CDC13) iz
7-.79-7.72 (2H,m)} .
ME-§1

1H-NMR (CDCls) &:
7.54-7.47 (1H,m)} .
M10-34
1H-NMR (CDC1s)
7.94 (1H,dd),
7.10 (1H,d) .
M10-35
H-NMR (DMSO-Dg) &:
8.69 (18,dd), 8.15(1H,dd)},
7.22(1H,d) .
M10-36

1H-NMR (DMSO—dg)
8.70(1H,dd),
7.31(1H,d) .
M10-486

1H-NMR (DMSO-De) &:

T

6z

7.97(1H,d), 7.5

6:
7.54(1H,d),

a:
8.16(1H,4dd),

8.77 (2H,m),
M1O-61
lH-NMR (CDCls)  5:
7.54(1H,d), 7.48-7.43(2H,m),
M16-25
1H-NMR (CDCla)
7.78(1H,dd),
M16-28
1H-NMR (CDClsz) 5:
7.71(1H,dd),
1.46(3H,t) .
M16-289

1H-NMR (CDCls) &:
7.80-7.70(2H,m) ,
2.96(1H,m), 1.41(3H,t).
M16-30

1H-NMR (CDClz) &:
7.76(1H,dd),

8.46(1H,d), 7.54(

&z
7.43(1H,dd),

3.0

7.46(1H,d),

8.91(1H,d),

7.72(1H,dd),

1.42 (3H,t) -

M16-31

1H-NMR {CDCls) 5z
7-93(1H,s), 3.10(2H,q), 1-49{

10.42(1H,s) ,8.37 (1H,dd) ,

12.54 (1H, s),

8.77(1H,dd) ,

8.82 (1H,dd),

8.7%8(1H,dd),

§.71(1H,dd),

g8.61(1H,d),

10.29(1H,s8),

11.53(1H,s),

12.48(1H,br.s),

11.64 (1H,brs),

9.91(1H,brs),

8.63(1H,4d),

8.57(1H,dd) ,

T7.50(1H,d),

9.02(1H,dd),

8.80(1H,s),8.67(1H,d),

7.40(1H,dd) ,

10.6%(1H, s8),;
(1H,d), 7-65(1H,dd),

8.26(1H,s) ,

8.52(1H,s),

8.65(1H,d) ;

3({1H, dd)

§.25(1H,s),

8.23(1H,s),

9.45(1H,brs),
7.51 (1H,dd),

10.47(1H,8),
7.6%(1H,dd),

10.56 (1H, s),
7.7%(1H,dd),

10.36({1H,5),

iH,d), 7.21(1H,d).

9.42(1H,s),
7.10(1H,d).

6.42 (1H,d),

g.61 (1H,dd), 8.51 (1H,d),

5(2H,q}, 1.45(3H,t).

8.27(1H,d),
7.40(1H,dd),

7.77 (18, dd),
3.05(2H,q),

8.64 (1H,d), 8.26-8.20(1H,m},
3.53-3.42(1H,m),

8.58(1H,dd),
7.47(1H,d),

B.20(1H,d),
4.02(2H,q),

B8.56(1H,d},
3H,t).

tEell, Ag AAlels GAs ARd Aol 7)o,

o= shitg

=l &elista, 7] Egreel EeSACE S

3.06-

SSS0l 10-2062422

7.75(1H,dd),
7.08(15,d),

9.07 (18, s),
7.31(1H,d),

T7.%8 (1H,dd),

8.30-8.24(2H,m),

8.16 (1H,dd),

§.00 (12,dd),

T-79=7.72(28,m};

8.58 (18,dd),
7.44 (1H,dd),

8.83(18,d},
7.55(1H,dd),

9.01(1H,d),
7.70(1H,dd),

8.80-

Fo] "R(E)"e "FFH(E)"L v},

A (35 ) BN N-tHEE o=

did oHE (14 F) 3 24 =vd W
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[0980]

[0981]

[0982]

[0983]

[0984]

[0985]

[0986]

[0987]

[0988]

[0989]

[0990]

[0991]

[0992]

[0993]

[0994]

[0995]

SSS0dl 10-2062422

AE A 2
A 9 S (4 %), 2% Py EXelE (2 ), Ak viH B (20 ) L FEE (G4 )
£ E39aL, ololA] EfbEel B wyel H3E 11 WA 108 (20 )F oln ShIE sbeta, Edstel 247}
o shatEel saAlE AUt

AF A 3

Bodgel BEE 11 UM 1508 (2 ) F o= shuel Agt viAl B% (1 %), B4 P FXO|E (2
B), WEUelE (30 %), 2 shed Fdlel (65 ¥ b, EFsHAth. olojAl, £l Aol B
Vshar, FbE mwsta, AR/E Sesta, SAEE Azt 47 BgEe 9PES A

o B -1 WA 198 (1 %) % ol shhg 4ge] obE Sahsct.

ol osl AlAste] Z47te] Eigh=e] 2AE A9l

wowgel SEE -1 U4 108 (0.1 ) F oln shtE auA (5 )
Soleha, BHY BF (89.9 ) 9 EFse] 77te] sgEel 9 B AUk

W o] shgtE 1-1 WA 1-98 (10 mg) & o= 3tYE oFHE (0.5 ml)ol &35k,
A AFE(CLEA Japan, IncZH-E 438k, ASS 93 B3y ua] AR, CE-2)(5

g
22 (5 ), PAP (0.3 &), @ mo]Rdelo]lE (93.7 F)E rletar, & mukstgitk.  o]o]A], oA

=
SAl g 4 HE EHoE 4Ry 4 R FolE JhE (35 ), ¥ 29 sgE 1-1 WA 1-98 (10
U, 2= (55 M) EdE (T = 11De 9k, 4 2l Wil s sl 7
2

Zskadth. olojA, Skel] ofa ofMES AFEte] ZHzte] gtEe] H v7lE AT

g o] slekE 1-1 WA 1-98 (0.1 ¥) <+ o= 3ty 2 W2 2% (Chuo Kasei Co.
a
(€]

gl
AR, &7 vlelBeoldstaL, FofoEfel F-2pste] zhzte] shebae] @

i)
ol
lo
Lot
B
i
T
o
° -
B
=
&
o
8
o
=
of
2
|

o
ol
i
oe]
=
)—]
©
oy
)
—t
o
=
—t

_85_

Ltd.) (49.9 F)< 9

ARk, coj2E WeE Frld FHAFE 5, yud oH= (25 F) R LPG (25 FH)E &7 W
olmFs AU

. ~RE-4-vdsE) (0.01 ¥), 24
A (5 %), AR 56 (3.3 ), L Al (RUEODOL M0-60, Kao Corporations] oIs) A% (1 )& &
@elal, golelddth. BHE W TR B (50 ) odol2E 8] U AL, WRE BAHUY. ololA,



[0996]

[0997]

[0998]

[0999]

[1000]

[1001]

[1002]

[1003]

[1004]

[1005]

[1006]

[1007]

[1008]

[1009]

[1010]

[1011]

BAALPG) (40 )E MBS B3 §7] W2 4 FAste] 42 SiEe £4 del2ES Ak,

2 o] SEE 1-1 WA 1-98 (0.1 g) & o= suUE Z=29d ZElF (2 mDeol|l &8ista, §9& v
ZHolE (4.0 x 4.0 cm, 1.2 cm 7)) W= FHsta S E-EIY FAAE ATt

wol 33E 1-1 WA 1-98 (5 ) F ol sh ¥ Jdd-vd WegdelE IEH (ZEEH F
HEelTHYelES] Hl&E : 10 wt %, ©FAZZE(Acryft) WD301(Sumitomo Chemical Co., Ltdel <3|
) (95 )& Aldd 7Kt RBES7]l(Moriyama Co., Ltd.ol o3 Alzg)el 93] &8 st A=
A EFES 59 tolg T 2FV|ERE ESe] 2E-dAoE A¥E EF(15 o Zol, 3m AA)

2 ouhgol 5gtE 1-1 WA 1-98 (5 ) % ol s} 9 A E Hd FEFo|E FX|(95 F)E A" 7t
H=7](Moriyama Co., Ltd.ol &3 Alzxg)el oa] && EFasict. 4732 Aol £JES =9 Thol& &3
ZHI|2HE dEde] 2e-gaow AHeEE EE(15 cm 4o, 3 mm 2 F)ES Adrt.

2 2ye] 33E 1-1 WA 1-98 (100 mg)s o= 3h, FEL 2 (68.75 mg), S AiE(237.5 mg), v|AZ
AEZ Q92 (43.75 mg), ZEv)d I ZYE (18.75 mg), 2F 7FEEAWE AR (28.75 mg), ¥ vla1ysH ~H
olHOE(2.5 mg)E E3eta, AYE oyl EIES A4 7|2 4Fsto] AAE G,

A Al 14

Aol ek 1-1 WA 1-98 (25 mg)T ol sty HELXA (60 mg), S A (25 mg), JtEERA 2
# (6 mg), R 5% s|=FAzdd AE2 e A(AAH)E TFeta, da= dol e 42 Az A
€ B slesAzed vd degRes faes xAste] fas AT

2 3o F3E 1-1 WA 1-98 (1000 mg)F o= sk, FulEAF (500 mg), BIHHEF (2000 mg), #lEI}e}
Wl (150 mg), ZTEIAIed (50 mg), FHIE F7F (25000 mg), 70% i_ELH] £ (13000 mg), H|#H
(Veegum)K (VanderbiltCo) (100 mg), 3FHE (35 mg), E 2AA] (500 mg)e] E3&] =FH4E 718t H= A
AE 100 ml=Z wHEa, & E3ste] A FolE 9k A=dlAs AT,

Boue) H9E 11 WX 1998 (5 F9H) F ol s TelamuloE 85 (5 F4%), WA FAL (3 FF
%), % ZRAA FYD (30 FL0 Selati, Avlo] EaoE WIS Fhete] piE 6.0-6.5% WEIL, 7
Pl A% HAAZNA L Tt AT FolE 9% AAS AT

AQ A6 17

Fuly vaHolUolE(s F30)E BAY 23y 2A(57 9% W Eels=uo]E(Polysorbate) 85 (3 F



[1012]

[1013]

[1014]

[1015]

[1016]

[1017]

[1018]

[1019]

[1020]

[1021]

[1022]

[1023]

[1024]

[1025]

[1026]

[1027]

) W= 7hdel ofal ket A2 A W7 5 AR SR%)e LA HElE UE EAbeksit
olojA], & wHe] 3gE 1-1 WA 1-98 (10 TF%) & =l 7Hsto] A7 FoE AT Ho|2ES A

2 el shekE 1-1 Wix 1-98 (5 )T o shE HelEdasls Ekod oH= (80 )l &sfstaL,
olojx ZEFH FHYoE (15 F)& 19 EFste] 2=F-L(spot-on) HAE A

TUE dolddlZg] S BExold o2 (70 F)of &3sta,

2 ourw o] F3HE 1-1 WA 1-98 (10 §) = ojx 3
o] 3lo] F=(pour-on) AAZ AT,

oA -SUEHRL(20 ¥) & 19 EFE

ool gshE 1-1 WA 1-98 (0.5 F) T o] d}}oll Nikkol TEALS-42 (Nikko Chemicals Co., Ltd., Ed

Aol ehed ool El 42 SgeD) (60 ) B 2RI FAT (0 )& Ak W % SR
Egstel #A® §92 BT F, A7l B (105 D)L Ahen, EFEe mvetn 443 Edse] #AH
AF AFS Aot

AF Al 22

2 oo S 1-1 WA 198 (0.15 FFNF o= s, BE AR (95 T, U 6T Tad0lE, 7
ZE, ooz, @ Aol E(EE 23)0) ERE(4.85 FR0S awela A48 Edse] E ARE 9
@ melyag Qg

Ay AAd 23

H ool F3tE 1-1 WA 1-98 (7.2 g) & o= 3 2 Vosco S-55 (Maruishi Pharmaceutical Co., Ltd.o°l
o AxE) (92.8 )& {5t 100CANA &7, olojA], E}ES FHoF Exof R, ¥z 9 13}
A AA kS AATE.

Wl S 1-1 A 108 (10 F) F ol s, FYSAL oldsd oE= ik, Eex
g2 2%A (0.2 %) 9 B (585 H)S TR, #4 22
dox AzfH UG LT

(0.2 F) 2 & (23.5 )9 =3&ES HU/sI L £3s)

E (43.5 §) F9 Zud €3 (3 )& LA oRA Aol EYud dF & 784 o 2 Uy
9] 3}HE 1-1 WA 1-98 (10 ¥) =+ ol sk}, 2 weks &38l44 (Solvesso 200ND, ExxonMobil ChemicalA}
oA AZE)(20 FH)E 7189 I EFES ALAAS A7) Y& wubr|E whkEith, Ao A aH A



[1028]

[1029]

[1030]

[1031]

[1032]

[1033]

[1034]

[1035]

[1036]

[1037]
[1038]
[1039]
[1040]
[1041]
[1042]

[1043]

[1044]

rFadlE EFrE AAelE (0.3 ), IR 3 (0,15 ),
A== 6 7)) 2 Ay &34 (0.2 )9 £d=5 H7lst

e

£ e =

Aol AFsolRl (0.2 %), a-¥ (1.0 ) % olxojshe o s <42 s )2 7
W R F 2 ERRE 9E718 AgSel A guE gYsE

§ FuEs Shsis Acd A92 SAd Sded aRdEes e

FAIL Abeh A(50 9)& §719] S FLO Fol FAAE

AP A 27

Abstoldl (0.5 %), a-¥% (2 %), % oprrztE o=

T EFEE 4E71% A8dtel el YHz st h

e
e
o,
o,
Lot
ot
i
1o,
:c.’&
o
ol
é
2
2
rot
ol
i)
il

M

A Aol el ofsf dojxl F Rgel setE 1-4, 1-5, 1-
46, 1-48, 1-49, 1-50, 1-63, 1-65 % 1-76 F ©

(e}
= H
g)2 OMAE Fo E e 3gtE 1-1 WX 1-98 (0.58 g
g -1 mx]1983 o= =
N dFrgoz oy
(50 @)& &719] 3§ F3bell Fof TAAE AAULY.

18 ol

o -
g #x

= Ag

— A

500 ppno] HEE Zzte] BAE oS Azl

WA7F (%) = {1-(Cb x Tai)/(Cai x Th)} x 100
17| 7] AellA F-E5E oS YeRdth:
Ch: Aol A o] e

Cai: FA ¢ wFA|o Hy4

Tb: AE7te] Az 7o) Hes

Tai: FHel7e] s o] Wels

A7|A FAETE, AT L o] B

S
g 4sk= Aol o8 Axd 3E HAE &

oA, 2 0w S9E 14, 15, 1-6, 1-8

50, 1-63, 1-65 2 1-76 ZAZS ke

ool it

g Aol 3FE oo EE(A 24
_‘f_

ol
Arh. Z47te] HAE £9 20 plE HE

_88_

-

ot

(NS

sho] ofefjoll AAlsHA 4

)

(A &AD) oF 30 wielE

o
o
rir

S AR
29T, 7 B

1333 1

o o

1-9, 1-10, 1—18, 1-19, 1-20, 1-29, 1-
F17}

sl

& 4ol o8 PANE Tt

K

90 %



[1045]

[1046]

[1047]

[1048]
[1049]
[1050]
[1051]
[1052]
[1053]

[1054]

[1055]

[1056]

[1057]

[1058]

[1059]
[1060]
[1061]
[1062]
[1063]
[1064]

[1065]

[1066]

[1067]

[1068]

SSS0l 10-2062422

Agd 2

AE AN 5 93] dojz B wyo] &FE 14, 1-5, 1-8, 1-9, 1-10 @ 1-76 F ol= AL T{3E AF
S R gAste] @4 A% FR=7F 500 ppmol FHEE ZHzhe] HAE oS Aol

A, Zgkay Hol FF3 Qo] HE(A2 B dANS 449 3 & 5plE I BYES Y FHAa, 25
Tol &4 79 FoF FA A Q0] 9o o] E3RAE oF 30 v (AA GANE NPT, FIIE 6
d Fob 4o Far, o]ojA Qo] Qe VAEE Aol EIXYWE "o 5 FAbstal, v Aol 93|

WA 7 (%) = {1-(Cb x Tai)/(Cai x Th)} x 100
714 A7 AeA BEe oheg tehic:
Cb: AT Ag) Al el

Cai: Ao B WAel4

To: Azl el Ael de) Wejs

Tai: £AYTe B Ael4

A7 FARTFE, AT A Fo| B ALgs AW Ao 5] B wrle] HFEL 27 o AW
g sAele R0 e Axd 48 HAE golo] AgE AHS e,
T oA, B ol SR 14, 15, 1-8, 1-9, 1-10 2 1-76, 778 Seehe 77te] HAE §o1g Algd

Aol A, WAZE 90 % ol ol ATt

/\]f_ﬂoﬂ 3

A3 AAd 5o & doj B wyol &3E 1-4, 1-6, 1-8, 1-9, 1-10, 1-18, 1-19, 1-48, 1-49 = 1-76
ZF o= AL FgHete AYS B2 Faste] @4 AR HX7F 500 ppmo] HEE 7o) HAE &d8 A %3}
Aot

4, Zeloldal ol A5 v REA2 A WAl 27t H2AE gl 10 i
% %, 20 vhelel MW 3A-4uA @ RS Fol¥a, 2509 A
Hogl WE Wele] £ AL, the Ao s WAE e

;3
41

WAl 7} (%) = {1-(Cb x Tai)/(Cai x Tb)} x 100
d714 A7) Aol A FEE thes Yehdn:
Cb: AT A Aol Hels

Cai: HHe7e] g2 W

Th: Hele] A2l Ae) Hels

Tai: FHg7e] A9 Has

A7 FAETFE, AT UG Fo B
& sxekE R o8] AxE 4 Hae

O Ay, B oy gekE -4, 1-6, 1-8, 1-9, 1-10, 1-18, 1-19, 1-48, 1-49 ¥ 1-76, zZ}7+& &-&3= 7}
Zro] H2E §ag AFSS A FolA, WAIZEE 90 % o] o] ATt

>~
>
oo
ol
2
2
ofl
10
>,
2
o
o
e
i)
o
fo
ot
=
i
tlo
P
X
52
rlr
N
ofl

/\]f‘ﬂoﬂ 4

A& A e 5o o) dojx B el 31tE 1-4, 1-6, 1-8, 1-9, 1-10, 1-19, 1-48, 1-49, 1-63 % 1-76
T o= Ag FHeke ARS B2 sAste] &4 AL F=7F 500 ppno] HEEH A7) HAE §AS Az}
At

_89_



[1069]

[1070]
[1071]
[1072]
[1073]
[1074]
[1075]

[1076]

[1077]

[1078]

[1079]

[1080]

[1081]
[1082]
[1083]
[1084]
[1085]
[1086]

[1087]

[1088]

[1089]

[1090]

[1091]

SSS0dl 10-2062422

=

717ke] B 2E &9 5 plE 1 s S

KR
stgich. 20 vhele] MR 3wAl-4AA G oM Eol¥xm, FUHR 6
2 & ol o8l WAE

WA 7F (%) = {1-(Cb x Tai)/(Cai x Th)} x 100
o171 A7) Aol B3 oS YeRth
Ch: A9 A o] W

Cai: Fxelo #&A ] A5

Tb: A&+ X He] Hes

Tai: T 279] #2A e He5

o714 FAE T, AdTet T4 Fe] =& ARESkel A A
A

2 2 o 24 gk A
2 3451 o) ol AR S4E HAE folo] AgE AHE e

~

rUO

el shEe

I Ay, 7

e o] 313E 1-4, 1-6, 1-8, 1-9, 1-10, 1-19, 1-48, 1-49, 1-63 ¥ 1-76, Z}7+-& &8st 7}
Zko] HAE §HS

ARG Aol A, WAI7RE 90 % o]/l

Al 5

AE Ao 5ol o3 dojzl Aol FetE F o= AL RIS AFS ER st 4 AR sEU)
500 ppmo] =% Zt7te] HAE §H

o, Zeogd o 9Fe EvfE ZE(A3 2
S A Pk, EnE 2ES 8Y Fo & -
el S 20 ml/ZjA gom ~ 3]
A *

dolde FEY 5

H o v =
A, B f50l FAY AU @, B AAE s
itk A7) A 2509 £ T, 79 B ¥ F, ol
& Aol old) WAE Fear.

A7 7] AelA BEE e ded:
Cb: FA2TE] A Ao Hels

Cait AT B2A o Rl

T Aol Azl Aol W4

Tait FAZ T B2A e Rl

7N FAE T, AT BU S o
o s4ahs Ao o Azg A BAE Solo] AgE AHS e}

A 6

A AA e 59 3] dojxl E v sstE  1-4, 1-5, 1-6, 1-8, 1-9, 1-10, 1-16, 1-18, 1-19, 1-20, 1-
29, 1-46, 1-48, 1-49, 1-50, 1-63 ¥ 1-76 F o= AL IFE ALS F2 345te] &4 AR =7}
500 ppmo] HE=F ZtZto] HAE &AM A 25T

A (A3 4 dADol Ztzte] HAE A¥xgo] 898 20 L/ o2 AZY ol
T, AARE e, olojA 50 mL AA ol Tk, subEe] vlFF U]
I, A7) HAS FAeRE ADEdt. A7) AE 59 B¢t 25T 3, Aolgl
Ao o3 AlgES T3St
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o Az, B 9o &3E 14, 1-5, 1-6, 1-8, 1-9, 1-10, 1-16, 1-18, 1-19, 1-20, 1-29, 1-46, 1-48, 1-
49, 1-50, 1-63 % 1-76, T o= A& FqfHale 449 HAE $945 2183 Ao, 242 A1EE 80 %
oS vER AT

Algd 7

A AA e 50 3] dojx B ol & 1-4, 1-5, 1-6, 1-8, 1-9, 1-10, 1-16, 1-18, 1-19, 1-20, 1-
46, 1-48, 1-49, 1-50, 1-63 ¥ 1-76 & o= A& FHste APS B2 Xty &4 A 5%7F 500 ppm
o] MEE 77t HAE Axgo] §Ig

g, Zetayg ol Al URE Aa, 7AA-8HA o] HA wirhx] 7)Yk, Ayl Z7te] HAE &
Ng 20 mL/Fom 2xgolsigitt. HAE &g Axg -, 60mtE] o] ofRFH Sl Telnpe] Al 9§ ofd
AE Fowa, A7 HE, ves Zgdla AVl EHAE 2 sy He AP 9. 7Y
dople WY & AT ok el oa AMgES ekt

APEE (%) = (52 EdY F /H2ER Hy9 4) x 100

o Az, B oagel 3gtE 1-4, 1-5, 1-6, 1-8, 1-9, 1-10, 1-16, 1-18, 1-19, 1-20, 1-46, 1-48, 1-49, 1-
50, 1-63 B 1-76, & ol A& ok A7t HAE SAE AR AT, 72 AEE 90 % ol e
LFER ATt

Algld 8

A Ao 50l 23| a3t

Al dojzl B wHo] &a&E 1-4, 1-6, 1-8, 1-9, 1-10, 1-63 & 1-95 F oj= AHS
= AEE B2 gty @4 AR X7} 500 ppmo] HEF 747t HAE &8 A 3G
= ZEXE 5.5 cm 9 FAAS e ZEogd o uige wa, 4z gAE §9(0.7
n)S %EM ol A7batdch. w7l FARL2~(30 mg)E LEA o FddstA T g H W=,
0vkg] e AR FAe] Hes FoFa, HE FASR AT, 24AF &, HollE HAuEe & AMx
< Faislth:

AEE (B) = (52 o] 5 JH2ES HHe] %) x 100

il
ﬂl

-4,1-6, 1-8, 1-9, 1-10, 1-63 2 1-95, & 7z}7}-S 3ol ztzbe] g AE Lo

A Al 5o o8] Aozl E el sghE 1-9 B 1-19 F o= 3
A% 5%7F 500 ppme] HEE 7b7he] HAE &8 A2 A,

o

et

2
oftl

2 2 48 24

5.5 el AP 2= WEAS 5.5 n o A7e 2 Feloldd o) vheo] A, 2o HAE §9(0.7
n)S A Yo Arrstit. w7 SR 2~(30 mg)E TEA| Al Ul TG EEdEd A U=,
prlee] 7 B9 HAE FolTa, & FHom AAstdh. 64z F, Holgls B wile £8 A

ohe Aol Slal shEel AgEe Fehedh

AHEE (%) Hyo] = /HAES "9 42) x 100

1
n
flo

o] 33t E 1-9 2 1-19,F 7hz}

tlo
i
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ol
rir
A
I
lo
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i
ofo
2
tlo
>
>,
oo
o
_>.IL11
ich
o
R
>
>,
ol
A
flo

A Ao 5o 93] dojx B wwel F3E 1-5, 1-6, 1-8, 1-9, 1-10, 1-18, 1-19, 1-20, 1-29, 1-46, 1-
48, 1-49, 1-50, 1-61, 1-63 2 1-76 & o= AL q%3= APL B2 gAsle 84 AHE %7} 500 ppm
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of HEE 2Aze] HAE §o

o
2

EXFES

o] £3LE4(100 mL)ol, 22H) BlAE §91(0.7 m)& AT (B4 4
AR

o 1
719l 20 #HFH (last-instar) & FoFAT. 87 5, Holsl

fr Ao

S%E 0 3.5 ppm). S 2, w3t
7

=
W sl £8 AL, thg A

g & [E2ES Hee] ) x 100

8
I Az, Bodge] gstE 1-5, 1-6, 1-8, 1-9, 1-10, 1-18, 1-19, 1-20, 1-29, 1-46, 1-48, 1-49, 1-50, 1-
1-63 % 176, F 247 FHshs 470 HAE S92 A58 Aelol A, AUEE 05 o)l lth,

Algd 11

2 mg?] ¥ wyol 3gE A4S ~3F FH (Maruemu® No. 5; 27 x 55 mm)oll ¥Rk, A7]el olAlE (0.2
m)E ket oz A3t ofMEe sES &3 ¥, 23F FEE st HJAZdoAA FH U
A 2 SNS oF 2A17F B¢t B AxEIT. o]ojA], Hl-F

g A TYAAL. AL AAT T,
% Ae79, ALaPAEs|(Grtd AE7)/a28)E FE el BoRa, FHE Jom Adsdn. 2

[e)
&
AT, FE A=s)e) 57 A, oy A 8 ATES TH3
AR (5) = (F& A=79 5 HAER 12719 5) x 100

Hral

yus
T,
oL
Lo
Lot
ol
il
ofy
N
N
N
N
o
ok

rir

247ke] HAE g ARERE AgolAM, APgES 100%3 .

Alde 12

2 ougo] 33tE 1-6, 1-8, 1-9 2 1-10 (10 mg)ZF o= 3IUE 4:4:19 H]&2 FAd, DMF 2 Sorpol®
3005X (Toho Chemical Industry Co., Ltd.ol ¢la] AxE)e =3 &H(0.1 ml)ol] &MAAA AFL AU},

h7ke] AP WA AR BEo} 50 ppno] HES 22 5489t

sy, Zolodal Hol| & ¥ 2E (2.5 ¢ 9A) o e HAE &H 10 nlE ~xFolegctt. I7)-
AZ F, 10 #REY oldT 3WHA o ofHulE FolEa, 25T &40 FAUY. 59 &, 4olde HEe ¢
S At o A o8 AgES et

AFEE (%) = {10-(5Y ¥ Aolgle Hele 44)/10) x 100

oA, B owwe HFE 16, 18, 19 9 1-10, F 274 @at 77 HaE gas e

A 2] ol &

L
of
2
N
-

2 2o 33E 1-6, 1-8, 1-9 ¥ 1-10 (10 mg)F X 3UE 4:4:19 v]E< A A, DMF 2 Sorpol®
3005X (Toho Chemical Industry Co., Ltd.ol ¢a] AxE)e =3 &H(0.1 ml)ol] &MAAA AFL AAL}.
2zro]l AFe G AR L7 50 ppmo] HEE B2 345190},

g, EelolEdl Aol A v B (2.5 F @A) o ZA7tel HAE &9 10 nlE Az els)

Az F, 10 vige SASET 3HA o oHEE FolEwa, 25T 24d FALh. 59 F, Aolgle ¥y
TE AdY. g A 9l AdES ekl

AFEE (%) = {10-(5Y F Aolgle Eele 44)/10) x 100

,oE 2] dgE 16, 1.8, 179 3 110, T S @ik A HAE Sds ARE
=
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