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CH(CHa)s
CH(CHa),
CH(CHa),
CH(CHa);
CH(CHa),
CH(CHs),
CH(CHs),
CH(CHs)s
CH(CHs),
CH(CHa)s
CH(CHs)s
CH(CHs)s
CH(CHa)s
CH(CHa)s
CH(CHa),
CH(CHa),
CH(CHa);

CH(CHs)2

R2
CH2CH2CH,CH2CHs
CH(CHs)2
CH(CHs3)C2Hs
CH2CH(CHa)2
C(CHs)s
CH2C(CHa)3
c-CsHs *

c-C4H7 ™

¢-CsHg *

c-CeH11 *
CHz-c-CsHs *
CH=CH:
CH2CH=CH:
C=CH

CH2C=CH
CH2CH20H
CH2CH2CH20H
CH20OCHs
CH2CH20CH3
CH2CH2CH20OCH3
CH>SCH;3
CH>CH2SCHz3
CH2CH2CH2SCH3
CH2S(0)CHz3

CH2CH2S(O)CHs
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[0196]

Lk
A-144
A-145
A-146
A-147
A-148
A-149
A-150
A-151
A-152
A-153
A-154
A-155
A-156
A-157
A-158
A-159
A-160
A-161
A-162
A-163
A-164
A-165
A-166
A-167

A-168

R! R2
CH(CHs)s CH,CH,CH,S(0)CHs
CH(CHa)s CHoC(0)CHs
CH(CHa), CH,C(O)CH2CHa
CH(CHa), CH,C(O)OCH;
CH(CHa), CHoC(0)OCH,CHs
CH(CHs)2 CHF,
CH(CHa) CH.CI
CH(CHs)s CH,CH.CI
CH(CHa), CH2CH.CN
CH(CHs)2 CeHs
CH(CHs3)2 4-F-Hd
-CHo-CHy-
-CHp-CHy-CH,-

-CH2-CH,-CH2-CH»-
-CH2-CH2-CH2-CH2-CH2-
-CH=CH-CH=CH-
-CH2-S-CH2-CH,-
-CH(CH3)-S-CH2-CH,-
-CH,-S-CH>-CH»>-CHa-
-CH(CH3)-S-CH»-CH2-CH>-
-CH2-CH2-S-CH,-CHa-
-CH,-CH2-O-CH,-CHa-
-CH2-CH2-C(0)-CH2-CH>-
-CH2-CH2-CH(OH)-CH-CH2-

-CH2-S(0)-CH2-CH>-
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[0197]

T
fol

A-169

A-170

A-171

A-172

A-173

A-174

A-175

A-176

A-177

A-178

A-179

A-180

A-181

A-182

A-183

A-184

A-185

A-186

A-187

A-188

A-189

A-190

A-191

A-192

A-193

R1

R2

-CH-S(0)-CHz-CH-CH2-

-CH2-CH,-S(0)-CH2-CHo-

CHs

CHs

CHs

CHs

CH;s

CHjs

CHs

CaHs

CoHs

CoHs

CaHs

CaHs

CoHs

CoHs
(CH2)2CHs
(CH2)2CHs
(CH2)2CHs
(CH2)2CH3
(CH2)2CH3
(CH2)2CHs
(CH2)2CHa
CH(CHsa)2

CH(CHa)2

CH,CHz-c-C3sHs *
CH(CH3)-c-C3Hs *
CHaz-c-C4H7 *

CHz-c-CsHg *

CH(CH3)CH(CHa)2

(CH2)sCH3
2-EtHex **
CH2CH2-c-C3Hs *
CH(CHa)-c-CsHs *
CH2-c-C4H7 *

CHaz-c-CsHg *

CH(CH3)CH(CHa)2

(CH2)sCH3s
2-EtHex **
CH2CH2-c-C3Hs *
CH(CHa)-c-C3Hs *
CHa-c-C4H7 *

CH2-c-CsHg *

CH(CH3)CH(CHa)2

(CH2)sCHs
2-EtHex **
CH2CHz-¢c-CsHs *

CH(CHas)-c-CsHs *

R4
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[0198]
[0199]

[0200]

[0201]

[0202]

[0203]

[0204]

[0205]
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kS Rt R2 R4
A-194 CH(CHa), CHa-c-CaHy7 * H
A-195 CH(CHa) CHa-c-CsHs * H
A-196 CH(CHa), CH(CHs)CH(CHa), H
A-197 CH(CHa), (CH2)4CH3 H
A-198 CH(CHs), (CH2)sCH3 H
A-199 (CH2):CHs 2-EtHex ** H
A-200 CH>CH,0H (CH2)4CHs H
A-201 CHg-c-CaHs * CHg-c-CaHs * H
A202  CHoCHzc-CaHs * CH2CH,-6-CaHs * H
A203  CH(CHa)-c-CaHs * CH(CHa)-c-CaHs * H
A-204 CHa-c-CaHy * CHa-c-CaHy * H
A-205 CHa-c-CsHo * CHp-c-CsHo * H
A206  CH(CHs)CH(CHa), CH(CH3)CH(CHs), H
A-207 (CH2)sCH (CH2)sCH3 H
A-208 2-EtHex ** 2-EtHex ** H
A-209 (CH2)sCHs (CH2)sCHs H
A-210 CH(CH3)CH,CHa CH(CHa)CH,CHs H

* ¢-CnHan1: n9 A1 2284
** 2-EtHex: CH2CH(C2Hs)(CH2)sCHas
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S 233t
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7] Hel #FF: AdAF (JIAE), dE B0l ofa=E|~ YA E(Agrotis ypsilon), ©FIRE|A~ AAE
(Agrotis segetum), <etulal  ol=2ZAa A ol(Alabama argillacea), QFE]FFEAJo}  Amlera] ~(Anticarsia
gemmatalis), oF27)#€2~Eo} ZF A2 (Argyresthia conjugella), oF$E1gtu}t Z+vb(Autographa gamma), -2
22 yyolg]$-2(Bupalus piniarius), ZhEolAlo} FElurh(Cacoecia murinana), 7}Fo} #E]Z2}(Capua
reticulana), FlolvtEn]o} B FEwlE}(Cheimatobia brumata), =HZ2EF2l Fulgld(Choristoneura
fumiferana), FAg2EF2Z SAldlEe]~(Choristoneura occidentalis), A|23]2~  $YFFEH(Cirphis
unipuncta), Altje} ER4F(Cydia pomonella), =] F2 FY(Dendrolimus pini), Tlelzol YE| L
*(Diaphania nitidalis), tjo}Ez}loo} &) A} (Diatraea grandiosella), olofglolx <<ehit(Earias
insulana), de2RZF~ =AM F~(Elasmopalpus lignosellus), oo} |5 A2} (Eupoecilia
ambiguella), o|HWlEd o} B &g olih(Evetria bouliana), HEJo} B EZ o} (Feltia subterranea), Z#zo}
W2 del(Galleria mellonella), ZZ2FEdEl Fu B2l (Grapholitha funebrana), Zet&dEl E#2=€Ef
(Grapholitha molesta), &Ag2El~ ol=2nAZ}(Heliothis armigera), AL E]~ BvlH A~ (Heliothis
virescens), AT E]2~ Alok(Heliothis zea), & FE~(Hellula undalis), 3|2y o} dEg o}z]o}
(Hibernia defoliaria), 3]#EZo} Fdo}(Hyphantria cunea), 3J|EXx=WS$E} wa]dF2(Hyponomeuta
malinellus), Zlojdlgo} aHZA AT} (Keiferia lycopersicella), ZEUy g2z o}(Lambdina
fiscellaria), 2}¥]Zim} YAl Fo}(Laphygma exigua), FZZEH 2 ZH A2} (Leucoptera coffeella), FZZE|E}
A2} (Leucoptera scitella), BEFHE2x E@st2@ 2 (Lithocolletis blancardella), ZHAlo} HEZ}
(Lobesia botrana), =A22~HA ~8¥ZE ~(Loxostege sticticalis), TFFEZ o} tT]~A3Z(Lymantria
dispar), @]WtEg]o} EuyFF(Lymantria monacha), @] 2UlEle} Z@=Z# 2 (Lyonetia clerkella), @EtzZAiw}l JF
2Ed|o}(Malacosoma neustria), vHA2E#} HERA|F}ol(Mamestra brassicae), Q.27]0]o} FE=ES7}E}
(Orgyia pseudotsugata), Q2Egyo} FWatd]~(0strinia nubilalis), I=gl2x~  ZSdop(Panolis
flammea), FNE]x=3F2} A3 Ae}k(Pectinophora gossypiella), I =ZEnt A}$-Alo}(Peridroma saucia), Zd
2} YA 22} (Phalera bucephala), ZEZuloo} o =37 2} (Phthorimaea operculella), FRIYAE A AE
@2} (Phyllocnistis citrella), 3Iolg]2 B A]Flo|(Pieris brassicae), ZzE]#HY 27}B g (Plathypena
scabra), =Fdg adzZ~dZ(Plutella xylostella), FFEZFA]oF AFFd 2~ (Pseudoplusia includens),
golr) oo} T2 A~Egh}(Rhyacionia frustrana), I E8]ZET} 4<4FEF(Scrobipalpula absoluta), AE
EZ7} AdgAa(Sitotroga cerealella), 2=327}w-E]2~ Hg ol (Sparganothis pilleriana), =X E3XE
2} Z27]¥ =k (Spodoptera frugiperda), =¥ E 2} g EZE ~(Spodoptera littoralis), XXX Zl g
F2}(Spodoptera litura), EFg-RlEXoo} IE]Q 73} (Thaumatopoea pityocampa), EZEZH~ #H]gty
(Tortrix viridana), E#]m@ZF Ao} Y(Trichoplusia ni) % Ao]gts gt 7hpdlA| ~(Zeiraphera canadensis);

gAY F (SEEEE), dF Eo of1¥HF AlFolFE(Agrilus sinuatus), ©F1E| |~ HlobF~
(Agriotes lineatus), ©}18]QEH A SAFTFE~(Agriotes obscurus), ¥ ZFEA £2EE] e A~ (Amphimal lus
solstitialis), oFUAF=FE~ t]AuZ(Anisandrus dispar), StEXF2~ 18t]~(Anthonomus grandis), SHE
w52~ IR Z(Anthonomus pomorum), ©FZELF FFE&tho(Aphthona euphoridae), ¢FIESA d|EZojdw A
(Athous haemorrhoidalis), ©oFEmntg]o} & ulole]l~(Atomaria linearis), E2EIFF~  IyH =}
(Blastophagus piniperda), E8]E37} &Utlel(Blitophaga undata), BFF2 F3 w2 (Bruchus rufimanus),
BRI~ H94AZ(Bruchus pisorum), BFFA  AE A(Bruchus lentis), WEAF A HlE} o (Byctiscus
betulae), 7HAth UlEEA}(Cassida nebulosa), AZER EgFZ7}e}(Cerotoma trifurcata), A|EUo} o}%
2}EF(Cetonia  aurata), ASEHF~ oA 2 (Ceuthorrhynchus  assimilis), AMSEHFTE Uy
(Ceuthorrhynchus napi), 7ZhlEuml EB]de]~(Chaetocnema tibialis), IX=u|FA WAHZEFR2
(Conoderus vespertinus), I eAlg]lx of~3&}7](Crioceris asparagi), ZE|YAZH(Ctenicera) o}Z, t]o}
HZE7} 27724~ (Diabrotica longicornis), Tlo}B. 2E]7} A|w]¥FTElel(Diabrotica semipunctata), Tlo}
HZE 7} 12-3F3etE} tjolH 2E 7} AH A AF(Diabrotica 12-punctata Diabrotica speciosa), TlolH ZE]7}
v 27| 2} (Diabrotica virgifera), olZatay} mle)w2~E]~(Epilachna varivestis), o|¥EZ X 3 =ZE Y
2~(Epitrix hirtipennis), FEx=RHEF>~ Baldg A ~(Eutinobothrus brasiliensis), @ZEH]-$-2 ofH]|dlE]
2~ (Hylobius abietis), 3]¥g} BEUo]H Y~ (Hypera brunneipennis), 3|#H g} E2~E]7F(Hypera postica), ¥
2~ E]E8}F 2~ (Ips typographus), #wl W& volel(Lema bilineata), #vl @2}=3F>(Lema melanopus), %
E]:=El2A} oA g dlo}El (Leptinotarsa decemlineata), #EYS$2 Z#EX=2YF~(Limonius californicus),
YreTeEFA 9#Z2PF A (Lissorhoptrus oryzophilus), Wele=F2 FHY(Melanotus communis), & A

H 2~ ol u]-$-~(Meligethes aeneus), WZEZE} 3|3E7}4~EFY (Melolontha hippocastani), WZZE W2 2E}
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(Melolontha melolontha), <Q=dvl <L AFel(Oulema oryzae), QELLUFE  &EIHF2(0tiorrhynchus
sulcatus), QELAF2 QBFF2(0tiorrhynchus ovatus), I}oll&= & d ole]ofell(Phaedon cochleariae), 2
24¥]9-2 g (Phyllobius pyri), ZZEHE Fg]&aAZe(Phyllotreta chrysocephala), ZZ3}7}
(Phyllophaga) <&, Z=2#2e $2€FH(Phyllopertha horticola), ZZE#HE HEF(Phyllotreta
nemorum), BZEdE ~EZ| € (Phyllotreta striolata), XZgo} XY FH(Popillia japonica), AELt
o} F2(Sitona lineatus) % A EZHF2 T2ka]o}(Sitophilus granaria);

287, 7R (FYH), A& Eo] coldldlx ofdlZlE (Aedes aegypti), otelluls FHIAFA(Aedes
albopictus), ool WAk~ (Aedes vexans), oFUFAEd ) FwWlX(Anastrepha ludens), o=z wla] |
Y2 (Anopheles maculipennis), ©o}=F#|2 AFAeF~(Anopheles crucians), o=  GHulF2
(Anopheles albimanus), ©¢lx=## 2 ZHH]o}o] (Anopheles gambiae), ©oFx=F#2 XX 21 (Anopheles
freeborni), olx=F 2~ F{FIIF 2 (Anopheles leucosphyrus), oF=H# 2 By F 2~ (Anopheles minimus), ©F
wAly A A ntE %2 (Anopheles quadrimaculatus), Ze]3¥#} H]AY}(Calliphora vicina), AZEIEZ 7}
9 E}e}(Ceratitis capitata), g4 m|o} #]X o} v} (Chrysomya bezziana), @4 wH]o} Zuju)X g~ (Chrysomya
hominivorax), Zg]A&wn]o} wlAlgg]ol(Chrysomya macellaria), Zel&2 tl2Z+2] 2= (Chrysops discalis), &
&2~ AgkAol(Chrysops silacea), g2 o= #E|F 2~ (Chrysops atlanticus), FEF|Qwo} ZTn|yH et~
(Cochliomyia hominivorax), SEFYol AZ27]F#(Contarinia sorghicola), ZEYHZRH|o} StEZ ¥ 37}
(Cordylobia anthropophaga), ZglZoldl2 F#:~(Culicoides furens), E# I3 ¢l (Culex pipiens), &
A YagZFE2(Culex nigripalpus), ZFdx A IA|o}E2(Culex quinquefasciatus), T2 g =22gx
(Culex tarsalis), ZF#]AE} o]:=21}e}(Culiseta inornata), ZF#Ale} @ekrek(Culiseta melanura), T
FF2nElel (Dacus  cucurbitae), Y2 &# oo (Dacus  oleae), HAUS-E  HEkA]Ftol (Dasineura
brassicae), @ o} <AE|F(Delia antique), HFo} Fol=ZFEEH(Delia coarctata), Do} ZHFeh(Delia
platura), 9o} #t]F(Delia radicum), ©imlEH]o} Zw]y(Dermatobia hominis), FuUo} FhUZete]x~
(Fannia canicularis), #A&v|A EZFAEEHGeomyza Tripunctata), 7F=HZZEEFEA JHZEEE X~
(Gasterophilus intestinalis), ZZA|Y} EEAg(Glossina morsitans), =ZA|Y ZZE~(Glossina
palpalis), S2A|Y FA|#H 2 (Glossina fuscipes), ZZAIY E}|:=o]t]2=(Glossina tachinoides), SIv}EH]
o} o]@]et~(Haematobia irritans), 3FEECZEA~ JHAAEF~(Haplodiplosis equestris), 3]Habe] X
(Hippelates) &, @ ulo} Ze}Fet(Hylemyia platura), 3|ETv} g]vo}el(Hypoderma lineata), FEFF
E#dll~(Leptoconops torrens), & Qu|A} AFE]Mlol(Liriomyza sativae), ]2]2n|zl Ez]&go](Liriomyza
trifolii), FAg ol 7h=&U(Lucilia caprina), FAgo} FEZWU(Lucilia cuprina), F2glo} AE7te}
(Lucilia sericata), zl=g|o} #EZg X~(Lycoria pectoralis), TrhuUo}l EJ€z}r2(Mansonia titillanus),
vlolof Bl &2} HAEREZ (Mayetiola destructor), 227t oF%-wd#] ~(Musca autumnalis), F+227F Z=w]|2~E
7FH(Musca domestica), FAlU ZEFE#X~(Muscina stabulans), Qo|AEF2 QH]A(Oestrus ovis), L¥EW|A}
Z2%(Opomyza florum), A9z} L E(Oscinella frit), Hav|o} 3|2 Alo}] (Pegomya hysocyami), XEEH]
o} ¢lE]Fol(Phorbia antiqua), X2#H]o} BHEA]F}ol(Phorbia brassicae), 3EEZn]o} Fo}lZFEFEH Phorbia
coarctata), ZUREFZ~  olZ7E H 2~ (Phlebotomus argentipes), XAZRXE Z 5 H] o}l (Psorophora
columbiae), ZAe} ZA}o|(Psila rosae), EARXE} t2=FZZ(Psorophora discolor), TRZAEZE YAE
(Prosimulium mixtum), EFZFE]X A2}A] (Rhagoletis cerasi), Bl&elElz ¥ A2} (Rhagoletis pomonella),
A2 37t F R Zo|d ]~ (Sarcophaga haemorrhoidalis), AF233}7F(Sarcophaga) %, AlEd% WHEHE
(Simulium vittatum), Z=EHA]2 ZAIE@2(Stomoxys calcitrans), EFHFF2: BH]F2:(Tabanus bovinus), Ef
vl olERE A (Tabanus atratus), EFAFF2 2]U]&8H(Tabanus lineola), % ERaly2 Al ]2 (Tabanus
similis), ElZ2} & etAloH(Tipula oleracea), ¥ E]Zg} ZF=AF(Tipula paludosa);

EFAEAF (FAEIE), dF Bo] vyaRrEy~ A=W E (Dichromothrips corbetti), TIARREHA
(Dichromothrips) o}%, Z@ZFglydat F2JH(Frankliniella fusca), Z@Fiydzl SAjdgg]x
(Frankliniella occidentalis), X#&Zgydgt EZE A (Frankliniella tritici), AIZEEYHA AJEZ
(Scirtothrips citri), EHZ2 28] &}l (Thrips oryzae), EHZ> Zv|(Thrips palmi) 2@ EF 2 E}H}A|(Thrips

tabaci),
AvF (v, dF Eo ZRHEW2~ ZEv]E8 = (Calotermes flavicollis), FIRHEH2 Z2H]H
> (Leucotermes flavipes), SlHIZHEH A o}9-#$~(Heterotermes aureus), HEZHHEHA Zd|H X~

(Reticulitermes flavipes), @EZFZEHEZH 2~ v]Z27|YF 2~ (Reticulitermes virginicus), @EZZHEZH 2
FAFT2(Reticulitermes lucifugus), HEIZZHEW 2 AFEWA| 2 (Reticulitermes santonensis), zE|ZEE
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H 2w 22} o] (Reticulitermes grassei), EHIEwW|2A UedlA] ~(Termes natalensis) @ ZIEHEHA ¥

EZRAFF2(Coptotermes formosanus);

wEF (RS - v EEE), 8 Eo] EdtdEt AlZrtY7k(Blattella germanica), ETF@El o}ARS| Lol
(Blattella asahinae), 2 Z2FlE}l olw|g]7l}(Periplaneta americana), #|2]Z#dlE} AXY7H(Periplaneta
japonica), e Z2tle B EUlok(Periplaneta  brunnea), A Edlel E2]7]=AHPeriplaneta
fuligginosa), ¥ ZeEl o}--~EZErolol(Periplaneta australasiae) 2 E}e} e ]llete]~(Blatta
orientalis);

EAAR, ARER, WHFR, 7FRolw, AAER, wHF (=dAE), d&5 59 olaRsdEw iy
(Acrosternum hilare), E2]4F2 FIZZHFA(Blissus leucopterus), A|Z2EZE]A w=EFF2A(Cyrtopeltis
notatus), UXxHEF~ AFEF2(Dysdercus  cingulatus), URHEF A QJEH EW U2 (Dysdercus
intermedius), 2|7F=H2 <lelz8]4]4(Eurygaster integriceps), +#2%F2 YHEMER] X (Euschistus
impictiventris), WEZZ42 HZF~(Leptoglossus phyllopus), B2 #lvl&2}2]2=(Lygus lineolaris),
gl I dA X~ (Lygus  pratensis), WA} Bl EH(Nezara viridula), Iollzwn} FHE2}E}H(Piesma
quadrata), &FHlo} ls=ete]~(Solubea insularis), EITE} #|2T]E = (Thyanta perditor), SFAIEZEAE
=H 77|~ (Acyrthosiphon  onobrychis), oF@AI2  ZElA]2(Adelges  laricis), o9 EE Y2FZE9]
(Aphidula nasturtii), ©}¥]Z2~ 3}ulell(Aphis fabae), ©}¥|2~ X ZWA](Aphis forbesi), ¢} Xw|(Aphis
pomi), ©}¥]2 ITA]T|o](Aphis gossypii), ©}¥s ZZ<ElE]o}ol (Aphis grossulariae), oF¥]Z2 #dlo]dlg
(Aphis schneideri), o} 23| 2bolZ2H(Aphis spiraecola), ©Fd2 AHF-Al(Aphis sambuci), OMA|Z2EA]ZE
v]<=(Acyrthosiphon pisum), oF&#t#2%E <ol (Aulacorthum solani), HlwAlo} o}ZAE]Ze]| o] (Bemisia
argentifolii), BEFNFI$-F2 FFE5Fo](Brachycaudus cardui), E&H717F9-F2 &gl 38] A (Brachycaudus
helichrysi), BE}7|7F5-F2 #HZA]7}o| (Brachycaudus persicae), HEF|7F-F2 EFYZEH(Brachycaudus
prunicola), B#H|Z&u] BE}A]7}oll (Brevicoryne brassicae), 7FEXF2 T 21 (Capitophorus horni), Al
ZAl9} 3A]F]o](Cerosipha gossypii), 7HIEAIZE X 7lo]|Z 2 o](Chaetosiphon fragaefolii), AHEW|F
28] 2 (Cryptomyzus ribis), Z@lo]FAlo} =EZ=wh]ol}ol(Dreyfusia nordmannianae), Z@|o]3FAlo} 3] Ao}
o (Dreyfusia piceae), UAFE 2 Z}t]& & (Dysaphis radicola), UAREEIEE2E FEZE&2HY (Dysaulacor thum
pseudosolani), T A2~ ZEl7|dlo}(Dysaphis plantaginea), TIAF] 2~ 3] (Dysaphis pyri), $§3Eo}x7F 3t
Hlol (Empoasca fabae), 3|2 XHF 2~ X FU(Hyalopterus pruni), 3|HZH]F2 2571l (Hyperomyzus
lactucae), WA ZA|E ofwlylell (Macrosiphum avenae), WA ZA|E fE 240}l (Macrosiphum euphorbiae), wf
AZAE ZAbo| (Macrosiphon rosae), ®a$-gk B]AJofoll(Megoura viciae), Hebupylx vlg}z]$-2(Melanaphis
pyrarius), WEZZ3E =% (Metopolophium dirhodum), "]F22 HEA|F}] (Myzus persicae), V]F2~ ofx
Zr2UF A (Myzus ascalonicus), WS AMERAl(Myzus cerasi), W52 ®iglet (Myzus varians), v x=H|o}
#H]~-1 28] (Nasonovia ribis-nigri), d&tu=ulel F22(Nilaparvata lugens), I|F+2 H2AME]9-~
(Pemphigus bursarius), #HEZIAdg}t A7 A th(Perkinsiella saccharicida), ¥&& FE2](Phorodon
humuli), 22} g (Psylla mali), X222} &g (Psylla piri), ZZ2ZH|F2 oA~ ZFR2 U F 2~ (Rhopalomyzus
ascalonicus), ZZZA|E vlo]t]2(Rhopalosiphum maidis), ZZZA]% 3}t](Rhopalosiphum padi), ZZZA|
¥ UM =% (Rhopalosiphum insertum), AF5}3]~ @2}(Sappaphis mala), AF9}¥]2 2] (Sappaphis mali), FAF
yl2~ 212k E(Schizaphis graminum), $ZuWl$-2F 2kF7]%=AH(Schizoneura lanuginosa), AJEH]- o}
(Sitobion avenae), E#Lu$-Zdulx~ ul¥gz] 2 E(Trialeurodes vaporariorum), S4AXE|E} o}-$-ghE o]
(Toxoptera aurantii), HJE|-$-2> H]E]Z o] (Viteus vitifolii), AlHW2x FAEZ] 2 (Cimex lectularius), Al
w2 FuZH £ 2 (Cimex hemipterus), #FH|$-2 Ald#] 2= (Reduvius senilis), EZ]o}Eu(Triatoma) &, %

ol P EFE 2 (Arilus critatus),

AR, HE, 9ER, JHF (&), A& 5] ofgElol EAlo|(Athalia rosae), ©FElF AlZEE|Z(Atta
cephalotes), ©}el 7}y g-o}lg}(Atta capiguara), ©FE} A|ZZE|~(Atta cephalotes), ©}E} Zhollv]7}EF(Atta
laevigata), ©o}El ZHF-2El(Atta robusta), ©}E} A Awl(Atta sexdens), ©FEF EJAM(Atta texana), v}
E7F2~H (Crematogaster) &, ZE273 " El(Hoplocampa minuta), *ZFZ7F3 2% tulol(Hoplocampa
testudinea), @FA$2 YA (Lasius niger), W57 32} Y2 (Monomorium pharaonis), <#liFAlZ AW
EF(Solenopsis geminata), <Al QulEN(Solenopsis invicta), <EIwAlZ~ 23 EI(Solenopsis
richteri), €&#lwAle A2 ZY(Solenopsis xyloni), ¥Eilx=v|2d 2 vl2HME 2 (Pogonomyrmex barbatus), 3£
axnEd A Ay 2132 (Pogonomyrmex californicus), ¥ o]=# w714 22k (Pheidole megacephala), THA|
e SAdg@]~(Dasymutilla occidentalis), &5 (Bombus) &, wWlEZEE AFolEAR(Vespula
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squamosa), | A~EE  EVlg]~(Paravespula  vulgaris),  FHEpH~EE #AAwlYIH(Paravespula
pennsylvanica), d&#|A~Eg}l A=ZrlUsH(Paravespula germanica), E]3|2~Ee} vlEgbel(Dolichovespula
maculata), |23} FgtH 2 (Vespa crabro), E8|2H2 FH]7]%=AN(Polistes rubiginosa), FE=F2 2T
th2~(Camponotus floridanus) B UlFElvl FE & (Linepithema humile);

T F, AXF, dE7F (WHE7E), dF 59 olAEr =w|~E]FH(Acheta domestica), ZHREu 1Y
Ze3}(Gryllotalpa gryllotalpa), =ZF24E v 18}Eg ol (Locusta migratoria), WH=ZFA HHEHEX

(Melanoplus bivittatus), We=ZF2~ HFEFEEFOMelanoplus femurrubrum), WEleZF2x YAFF2
(Melanoplus mexicanus), @W#w=ZF2 Aoy s~ (Melanoplus sanguinipes), WEHeZF2A AXYHFEX

(Melanoplus spretus), x=vlchag]s AlEls}A]olel(Nomadacris septemfasciata), 1A2EAME7F opd g7
(Schistocerca americana), F#2=EMZ7} Z#|7Fe]of(Schistocerca gregaria), Z=A|LAER-F2 vpl2IFF2
(Dociostaurus maroccanus), EH’] Ald| 2~ oAU RS2 (Tachycines asynamorus), Q&2 AuzddlA]2
(Oedaleus senegalensis), A F2 vkl 7R 2 (Zonozerus  variegatus), Sl ZFE|FA rbdA A
(Hieroglyphus daganensis), iﬂ—r/\}ﬂ"} otz @l 2t (Kraussaria angulifera), ZE|XElF2~ ojgdg]FA
(Calliptamus italicus), ZEEO|AEH A HEwn Y 2}(Chortoicetes terminifera) ¥ ZFAERY Z2dEvh
(Locustana pardalina);

FAF, dd0 AnF (SelE), dEF Eol v ¥ AX=TH, FRETH A FIE=T]H, g0 GEE
2wl o} E]7h5 (Amblyomma americanum), &2 2wl B} o) 7HE (Amblyomma variegatum), $H.2]Qw} wiEaHE
(Ambryomma maculatum), ©}27}2~ HZA|F-2(Argas persicus), FEF2 olE#F22(Boophilus annulatus),
Fd £~ dEF2ZeHF2~(Boophilus decoloratus), FEF 2 W AR2EF2(Boophilus microplus), HRHAIEZ A
vl& (Dermacentor silvarum), TInPAIEZ  otd 244 (Dermacentor andersoni), TIvfAlEZ  nlglopdg] s
(Dermacentor variabilis), 3|¥¢=Znl EE7}5(Hyalomma truncatum), ¢1A4u]2 2lAl:F2(Ixodes ricinus), ¢
2dl 2 FHFF2(Ixodes rubicundus), A& dl2~ A7bEE] ~(Ixodes scapularis), Atls ERA|ZFFX
(Ixodes holocyclus) o xdl~ FAIFA(Ixodes pacificus), QLEUELEFA E9-1FER(Ornithodorus
moubata), LEUEZEF2 FEA|(Ornithodorus hermsi), LEYUEZF2> FIJLE}H(Ornithodorus turicata),
E’QEQ—’F—Z\_ v} E] (Ornithonyssus bacoti), LEH$-2 WZYY(Otobius megnini), TIwlYa2 Zgifo|
(Dermanyssus gallinae), XAZXHZ2 QH|X~(Psoroptes ovis), B|HAZF2 LF5to]d]9-2(Rhipicephalus
sanguineus), EIAMZF~ oldlt]FeF 2 (Rhipicephalus  appendiculatus), EIAMZFEA HEZEA]
(Rhipicephalus evertsi), AFE2FZE]X 27kH]o]o](Sarcoptes scabiei), @ &gojx &, oAY olFF~ 4
g a2 (Aculus schlechtendali), TRFAZETIEl 2 o]B ek (Phyllocoptrata oleivora) % o8] 3o~
A=Y (Eriophyes sheldoni); WA|-gold F, oA IFEuV|F2~ ZF 2~ (Phytonemus pallidus) 2 Eg| il
EF2 U2 g5 2 (Polyphagotarsonemus latus); of-g-ofd &, olzid] BHH]ZF2 Z YA~ (Brevipalpus
phoenicis); A-gNH F, oAt HIEZYF2~ AlvpHl] 2 (Tetranychus cinnabarinus), HEZYF2 242}
9}o] (Tetranychus kanzawal), HEHYFA A9 F 2 (Tetranychus pacificus), EHESHUFTA dfe]$-
(Tetranychus telarius) 2 HEZYF2 =ZE Tt (Tetranychus urticae), I=YF2 &1 (Panonychus
ulmi), I=YF2 AJE](Panonychus citri), @ &ZIYF2~ Ze}elA~(0ligonychus pratensis); X7 7
uF, dE £ HERUIAF~  ekx(Latrodectus mactans) o SHAhAA s gEFAH(Loxosceles

reclusa);

HERF (HEE), dF 5o A =AZgdx FeA(Ctenocephalides felis), AH=AZEd~ Fhy=
(Ctenocephalides canis), FIAlw2Az A3 ~(Xenopsylla cheopis), &2 olg]ek~(Pulex irritans), 7}
HU|E &~ (Tunga penetrans), % =AZTAF A upr]olF 2 (Nosopsyllus fasciatus),

EFH, AdESF (£2), A= E9 gy2n Ay (Lepisma saccharina) ® M & H]o} Zw| ~E|7}H(Thermobia

domestica),
A F (=27, odE 59 2FE AR 8 S ZEZFEN(Scutigera coleoptrata),
g F (7)), dF 5o dEA$-2~(Narceus) &

)

AAEAF (AAHEUE), dE o] TE9ZFE oyl ZFete]ob(forficula auricularia),

=]
o|F (o), d& £ AYEF2 Frubr2 7F9E] 2= (Pediculus humanus capitis), FHEF2 Fupbrs Z2
Z @~ (Pediculus humanus corporis), XE]F2 FH]|A(Pthirus pubis), &EIFA F2HEFA
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(Haematopinus eurysternus), d|vtEIF2 F=o|~(Haematopinus suis), Bx=IUF2 H]EZ](Linognathus
vituli), ®H|ZFE} ®BH]2=(Bovicola bovis), ™WxZ Z2 o (Menopon gallinae), WUZFFE2 AEgfu|y|$-2

(Menacanthus stramineus) % <#x=¥E 2 72} %2~ (Solenopotes capillatus),
EEVRE (BEZFH), 95 59 247]$F2~=(0nychiurus) oF.

2 oatgo] geE (19 o, N-ZAI=E 2 Aol AA EF)S T, HAFH, 53] AE VA A5F, 74
BaE HAE:F, @R2olm=r|Y] =T (Meloidogyne hapla), ®Zo]=7Y] dFZI1YE Meloidogyne incognita),
2ol =7y Al FF(Meloidogyne javanica), ¥ ©& #H=Zo|L7|yl(Meloidogyne) F; FE-FA AEF, =
2rd2 ZAEI|AA 2~ (Globodera rostochiensis) B th& FZREd2H(Globodera) & dElZd2t ofsita
(Heterodera avenae), dEIZHZ} Zg]A|dlX=(Heterodera glycines), dlEZdgt AR E| o] (Heterodera
schachtii), slelZdg} Eg|ZzZ]o](Heterodera trifolii), ¥ vt delZdet(Heterodera) &; TAE A%
., Holvb(Anguina) &5 =71 2 A MEFRH, ob@A:MAold A (Aphelenchoides) &5 3 AFH, HWEsdolir
22 F719F9-"2=(Belonolaimus longicaudatus) 2 thE W2EelolF 2~ (Belonolaimus) % AU AF5F,
FEAA QT2 34 2 H 22 (Bursaphelenchus xylophilus) ¥ th& F-E2AE@F 2 (Bursaphelenchus) %; i
g AE%F, 383" (Criconema) =, I (Criconemella) £, I IV Eo]v)|~(Criconemoides) =,
WA Zvt(Mesocriconema) &5 =71 B T AFH, OEAFA dA2EFSEZ(Ditylenchus destructor),
gaAlF~ PGAA(Ditylenchus dipsaci) % & tdAF~Ditylenchus) &5 $F HAEH, EHIEF~
(Dolichodorus) &; WAl AF5HF, deaddlFA EE|ATF 2~ (Heliocotylenchus multicinctus) % th& &
glzgddF ~(Helicotylenchus) & % 9 AxFAF AF5F, dvr Sl 22 (Hemicycliophora) & 2 v
A Y| Rol |~ (Hemicriconemoides) &; 34wyt (Hirshmanniella) &; Z4F HAEFH, T ZZojo]Fx
(Hoploaimus) =; 74 ¥g3 MEF, yz3ZFEA(Nacobbus) ZF; HlEs AFEFHF, E/EF2 dAE7)152~
(Longidorus elongatus) % t& ZE7|=F~(Longidorus) +; ¥El#o] AZHF ZggddFfx Y FUdFEx
(Pratylenchus neglectus), Z#dAF~ HUEH~(Pratylenchus penetrans), ZetEAFA~ FEHEHF~
(Pratylenchus curvitatus), Xelg#alF2 FFdlo](Pratylenchus goodeyi) ¥ T2 ZElddlF A~ (Pratylenchus)
Z; F¥ AEF, Sg=EF2 AlUg A~ (Radopholus similis) % thE @t=ZFF~(Radopholus) F; #F3 A=
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=F2(Trichodorus) &, W}EEZIEF(Paratrichodorus) F; AF AEFF, €dzdFTxa FyolEY
(Tylenchorhynchus claytoni), ®HFZUF2  FH|$-2(Tylenchorhynchus dubius) 2 T2 HAlZdF~
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Jt2RA . glEvld,  JIERFE, JIEHSY, JEedgiEHa,  #HxFslEBR, ZEdEoE,

FetEosteE, ojixxwstEn WEetER, wEY, wE7tEH, 5
t7tEn, Eedna, EfHEpztEE, XNC, AA4E7tEE 9 EgjopAvolE; Ei

[0457)  M.IB f71E2slolE, o Fof obdwlolE, obAWE X2, ofREi-old, opNE 1Y, AL, FRE
NENTA, Znadnzes ZRadys ZEaveyrs, Fzadydzse-dd, Feapxs Aopwexs

2, dEZIZIA FF2 ) AynEs AUERER, HEL, LAEOHOE, e =X oju|AJolE A o]
2AEA, o]LZ 2 O-(HEAP|Eo-EAXH) 4| o]E, o]&AlER, TEtEl2, w2y, wElr]
T2 HEgEE, HREAs REIdREXA Y=, OWEooE 2AdWE-vY IelEe, elEe-
e, HEeo]lE, Feo]lE, AR, XAvE, yasvE, I, v is-vd, T2y Ty
¥x, ZRELIEA JIHEFEIEA, UL, AYEA 38 PPz HYEA, HERIA |
EfFRENEA EoHE, Edolx¥s, EYZEEE I bln|LER;

[0458] M.2. GABA-Alo|®) E=2tol= Ad AgA|, o7Au:

[0459] M.2A €5 B0 A& e Fzaggs AFaded f71d4 3¢sE; =5

[0460] M.2B d& E° AdEZE, 9Z2a2d, SFIZE, JHEFIE 2 JgzEdLs 92 s (9dIeE);

[0461] M.3 3] FREFE YERF Ad Z4A

[0462] M.3A JHERO=, o& Eo] olmgyE"”, LYEH, dAL-Edx LYEH, d-Edx LdYPEH,
HFAEH, HAdYEY, HoLdHEY S-ASZAEHY, VAW ERY, ASEIZEY, AZSFEY, WERA
ZFEY, ANFEREYH, IU-AIZREY, ZAv-AdREY, AFEWEY, du-AFHE2HEY, HE-AHEHE
A, AE-AIFHEWE-A, Ae-AIHEWE-A, AH=ER, dEHERY, AANEH, At olE, JEALS
2, AEZEaEeY, FdelE, EFAEZUCE, EFWER, E-ZFLIoE, FAZLE~ ojn|L
EY, WHEZTEY, WEZZEY, FEvELH, e ZTUYEY ZRIZLEY IAYEH (IAYEER),
JadEd, AgZFo9, HEFEY, HEHWHZFTEY, HEIWEY, ELZYWEY 2 EWAAZTEY;
rE=



[0463]
[0464]

[0465]

[0466]
[0467]
[0468]

[0469]

[0470]
[0471]
[0472]
[0473]
[0474]
[0475]
[0476]
[0477]
[0478]
[0479]
[0480]
[0481]
[0482]
[0483]
[0484]
[0485]

[0486]

[0487]
[0488]

[0489]

[0490]

[0491]
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M.3B UEF AHd 244, oz DDT = WSASZE]
M.4 37] BEaeREe UzeA olddZd 483 554 (nAChR)

So] oyolnzy= . ZzEolUyl, TnElFEd, ovtEazas, ey,

- A
7 5— T

M.4A YU FE]=o]=, o
ElojZzag= 2 golu=

M.4B Y=E,

n* Ll

M.5 2¥xA REzrge Uaad olqaza a1 gz 2434,

M.6 ofwjEmEl W wWuulo]Ale] HEmrEle] Zrelo|= Y BAIA, = So] olupde, oujwEl Wiz
™

=
s
ol
iyl
U ol
[kl
)
W
lkl
.
=
Hﬂ
I
&
mY
rlo
o
ol
fol
[l
(e
o
>~
B9

= 7IE, o

M.8 o2f7hA] Hl-5eol4 (thg-H-9]) AAA, A& =
M.8A e Beulo]=3k2 o7 dejol= gl V|Ep 4 efol=, E=
M.8B E2ZIAY, T

M.8C 34 EF Qo g0, EE

M.8D BEA EE=

M.8E EF4];

M.9 e SAF A AdAl, dE 5o

M.9B IWEZA, F

M.9C Z2YFIm =

M.10 3o A AAl, s =

M.10A S22, SAJE o= @ T e gy, B
M.10B ol ZA}Z;

M.11 2% 573 o] vAE g7, o5 o npadF2 Ed7]dA] 2 (bacillus thuringiensis) Fi HPAFE2
2o 2] F 2~ (bacillus sphaericus) B olEo] Ailsls A oA, o7 AT~ FAVAA| 2~ oFF o]
gl d A A (israelensis), BFAFE A Aubo)| 8] A (bacillus sphaerlcus), A FE 2~ TR 7]elA| 2~ o} ololz}
olol(aizawai), WFAF2= FA7|AA A ofF FE22EF|(kurstaki) 2 v F2 FA7|AA A ofF HUEZQ
U~(tenebrionis) T+ Bt Z&E w@wlA: (CrylAb, CrylAc, CrylFa, Cry2Ab, mCry3A, Cry3Ab, Cry3Bb %
Cry34/35Ab1;

M.12 mEZ=gol ATP AlEkAle] A4, & Eof
M.12A tlo}HlE] -2, Fi=

M.12B #7154 2bgolal, dA ofz=AF2E, AdAe Ei s

L

L

ré‘_l,l
J
o
o
lo
>
[

= M.12C ZE927]E, &

M.12D | EgbrE;

W13 AR Fele] e Ee AEA Q] GAZUA, o So] Fzeduu, DNC EE 55

Hl=;

—
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[0492]

[0493]

[0494]
[0495]

[0496]

[0497]
[0498]
[0499]
[0500]
[0501]
[0502]

[0503]

[0504]
[0505]
[0506]
[0507]

[0508]

[0509]
[0510]
[0511]
[0512]

[0513]

[0514]

[0515]

[0516]

[0517]

[0518]

[0519]
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M.14 YzEA ol EZFH 484 (nAChR) AE A, dF 9 ey, 7129 =2E20|=, EAE
g e Hesw JEFLS UdolaEal A,

M.15 7190 A% 73 09 AAA, d7d, dE B0 HAEEFE, SEELFNFE, ERHUFE, 27
NEEFE ZZASFE, INZEFE ZHFE, W22 LHZ2EE HIZE2UFE 55 EIERE
2o mMzd ool

M.16 oS So] Rzadxdzge 719 4d 3 19 JAA;

M7 A5 o] AZuRIEE AR 23] aekAl;

M18 At w84 ZeAl, dAad fepds=exl, dF 5o MEAEEAE, HReAs, dReA=
FH LA S EE A Ruh e s

M.19 68 S0 onEg=pe SEDY S84 TS5

M.20 vEFZEelo} BaA 111 At =5 A4, dF 9

L

L

M.20A 3|=ghdd =,

5

M.20B oAl F =4, =
M.20C EFol=e]|9™;
.21 mEZE el HA 1 A 5% AA, g Sof

M.21A METI 2H&efiAl 2 254, dzAd duzid, fdgSAdel e, dutdl, s, gidgsi= &
v B9 gE, Be

M.21B 2|

M.22 Ag-ol&EH YEE A A, o2 B9
M.22A QISAIZFEZH | B

M.22B HE}EFW]|E;

M.23 o}HE CoA 7t2RAetAo] A, dAd HEZY 2 HERN G54, oF 5o Avzozzd, ~
v ZuAg B AvZHEGTE;

M.24 MEZE=Z ol BFA IV A F5 AAA, o5 5o

M.24A X239, o) d7nlE X295, Zf ¥29E ¥A7 B

obd EaIE, EE

M.24B Aloprfol =

M.25 PlEZEL ol 5 1T Axp =5 AlAl, i) He-ARUED F24], & 5o Ale=vzhdl £
A S e

M.26 Dot = B RRE ] glohed - EA-2AA, )

oS Sof, ZFHitein=, ZRHEHLHIZE (FYAITZE(rynaxypyr) ®), AIGEZHLZIZE (Aolx T =

L

(cyazypyr)®), &

EE DRI R

M.26.1: (R)-3-F22-N1-{2-Wd-4-[1,2,2, 2-HEZGZF 2 2-1-(EgZF e 2ve)dd ] d }-N2-(1-w &~
2-vEExdod)doln= gl
M.26.2: (9)-3-F22-N1-{2-¥d-4-[1,2,2,2-HEHZF 2 2-1-(EgZF o 2vd)dd]dd -N2-(1-w g~

-ve sy dod) o= e e

M.26.3: 3-HER-N-{2-BaP-4-F22-6-[(1-AZ2zx2gdqe)7l2nrd]|dd}-1-(3-F2 298 d-2-9)-
H-Fg&E-5-7t2 520 = | B 33=
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[0520]

[0521]

[0522]

[0523]

[0524]

[0525]

[0526]

[0527]

[0528]

[0529]

[0530]
[0531]

[0532]

[0533]
[0534]

[0535]
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M.26.4:
HE-2-[3,5-H B2 E-2-({[3-B 2 R-1-(3-F 229 2| d-2-9)-1H-9 &E-5-d 7= W d folr ) fl 2 ] -1, 2-
s mepzlrta s de ol E;

WX o8 Sof oharietad, olmeE e, WA uolE, usuAelE, BREEAdolE, 7] wrEl
oE, ALl E, tnE, EAUd, ERuEY, ETASE, SEGUFE, Adwd FEA=, 9

9d, VI FAUE, sFAEREES, VA9 B 29dd 28 e ded 24 e, £ d9E

M.X.1:  4-[5-(3,5-"F22-¥d)-5-EgZF 2 E-4 5-t]3| =2-0|HAE-3-d]-2-HE-N-[(2,2,2-E &
Foz-destznrnd)-vE]-H=eln= T 3FHE

M.X.2: NEZIZFH EAL,
1,1'-[(3S,4R, 4aR,65,6aS, 12R, 12aS, 12bS)~4-[ [ (2-A| F 2 Z 2 HolA &) A v € |-

1,3,4,4a,5,6,6a,12,12a, 12b-H 7} 3] = 2-12-3] == A]-4,6a, 12b-E g v & -11-4-9-(3-] 2| t] & )21, 1 1H-} 3
E[2,1-b] 9w [3,4-e] 9 &-3,6-0] Y] o 2HZ, T 3%

M.X.3: 11-(4-Z2=2-2 6-tHEdd)-12-3| =EA]-1,4-T] LA-9-o} AT AF] 2 [4.2.4 . 2]-H E& o ~-11-2-10-
L= e
M.X.4: 3-(4'-Z2F 2 2-2 4-t)Wdu]Hd-3-Y)-4-

T8

o

|2 B A=A} -1-0} A5 2 [4,5] 6 A-3-cl-2-& | Ei 3

M.X.50 1-[2-EF e 2-4-wd-5-[(2,2,2-Eg|EF o 2 ) d |9 d]-3-(Eg EF 2= E)-1H-1,2,4-E g o}
Z-5-olql | k= H}é—?i\- v 252 (bacillus firmus) 7149 A4 (HE R (Votivo), 1-1582).

A7 EAE T N AhdFHoR JUEI IgES oE g/MES 5 3 [The Pesticide Manual, 15th
Edition, C. D. S. Tomlin, British Crop Protection Council (2011)]olA ®7A=E 4= 9]

Zgoln= ).26.1 2 M.26.2% = Ut WO 2007/1015400.2RE] FA=o] 9t}. GdEFoln|= ).26.3L
W02005/077943° 711 =)o) k. J=A = 3gHE M.26.4% WO 2007/043677° 714 =] vk, A=A F=
A F2WEALS §02006/0138960 EF A, oW weFele SEE EF I FES WO 2007/115644 2 H-E
FAH] k. H£EAW FFE SIAZEEE §02007/149134 2 5B FAHo] gt o]EAlEY 3EHE
M.X.1& W02005/0852160 7]1A1=o] vk, dea=23 F=4 M.X.25 WO 2006/1297140] Z1A & o] k. 23
2AE-X3E AFY AEdE F=24 M.X.32 W02006/089633 0. ZRE FA|H o] glar, BlEd-XstE Ay 2 A
28 AEdE §xA M.X.4= W02008/06791123F Ao gt. HEHoz Edelxdideis $A}
M.X.5% W02006/043635¢ 71 A= o] QlaL, BpAEA g2 5 7o) B WA A= W02009/1247079) 7] A =]
o] U},

el mE sgt=a A AHEE 5 Jle sl 55 RO

iz

94 BAE Fed 2T ANH] AT oo

F.I-1) Qo §lol 4] A 111e] A4

ZEEZNRY O}FARERN, FHEALERZY, FEAXEZN, HEAXERZN, qUAERZFY, EFSA
ZEZY, F#E4]-Hd, ﬂimi¢5i1 SEYAMAERR, JIAIRERR, JHIRAERN, IHES
ERN, dgsAnERR, deirtes, EISRIEIEH/GRRdsten . EYISARERN, 2-[2-

(ZRHﬂﬁkﬂ%ﬂﬂ%%ﬂ%}&ﬂiﬂOEﬁkPﬂa ﬂ*ﬂe‘ﬂ2(2®(26ﬂ% w2od)-1-Ag-<44
o] e SA HE) - ) -2-w] FA] o] 1] 1e-N H| " -opA Eoln| =

SAEL A B outhEelie: SEALE, HubuE;
F.I-2) B8A 119 eAA] (% Sof, s soju]=):

s sopde e Wrhd, WA, RaZYE, 2Ry, AF, A=, BRosy, FrEU, F
SlEse,  olislebd, olkEleld, wZzd, SAEEa, AR, AgesHs, AP,
HZ2rgy, GETAVE, doprld, 2-obvlw—d-v|d-ElolE-5-7k2 Bookd e =, N-(3' 4!

20 9-2-90)-3-T) ZF 0 2 - - - 1[-3] G} E 47} 2 soln] =
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[0536]

[0537]

[0538]
[0539]

[0540]

[0541]

[0542]

[0543]
[0544]
[0545]
[0546]
[0547]
[0548]

[0549]

[0550]
[0551]
[0552]
[0553]

[0554]

[0555]

[0556]
[0557]

[0558]
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N-(4'-EZEF2vEE ¥ d-2-d)-3-t| ZF e 2 e-1-v&-11-7] 2} EF4-7} 2 5 ofu| = | N-(2-
(1,3, 3-EgHgd-7&)-9d)-1,3-tue-5-FF L 2-1-F gtF4-7t 25 2olu| = | 3-(TEF=2Hd)-1-vE-
N-(1,1,3-Egmddd-4-d) A g} E-4-7t2H2otn = 3-(EYESFL 2 d)-1-7E-N-(1,1,3-E WL A4~
) gE-4-7t 25 2otn = 13-t HE-N-(1,1,3-EgH el d-4-d) g e}E-4-Ft2 B ol = | 3-(EFEFL
2ue)-1,5-vme-N-(1,1,3-Egm e v-4-d) g etEF-4-7t 2 2opn| = | 3-(HEF 2w ")-1,5-t v E-N-
(1,1,3-EgEdu-4-d) g g}E-4-vt2 5 xofn= @ 1 3 5-EWE-N-(1,1,3-Eg WL At-4-) JFZ-
4-FtE B ol =

F.19) Qi S1o1A9] S 1119) Sl Aokesil=, ohvlEn, 55,65, 7R 8--[[(3-8] = 54005
A-2-3)21e) ) Fhe B Jo}o] 1] -6 -4, 0-T & o8- (M €)1, 5-T) G2 h-7-9) 2w 2 s o] £

F.I-4) 718k &5 A (534 1, 2A="EA) dEFuiEsd; daval; sf|ds; oiisE=d; dE ey
Hzzsd fF2A: vuystad, geisE, degh, SFod, yEEg-olhxed, f7|u% sge: dE
o, dzid AR-opAgelE, Y FRee|= EE Y JEFAE

F.I1) 2HZE A AAA (SBI A
F.I1-1) C14 dwgztA] A4 (DM A FA, oE Eo] EotZE, ojn|ux)
EgolF: opxlmuE, vlEHEElE, BEFIAUE, AZZIUE, g¥edvE, YyavE, guayE-u, o

FAaE, AvaE, TRdats, BRdekE, BREolE, dabaubE, olnWlatE, o ZantE, v
EmuE, vZeyed, $22rEdE, dagE, redatE, SsgestdE, AdauE, doyals,
HETLE, SeloltrE, Eeloltrli, EeldmtE, fuUmuE;

ojuittE: ojwpEd, dFetRoolE, SA¥XIUYE, LRIRGE, EYETFVE;

g, Fdad 9@ gz AygE, Folg®, FydEss, EFEY, 1-[rel-(28;3R)-3-(2-F == d)-
2-(2,4-"ZF o 29 d)-2 A gt dv e ]5H21ﬂﬂliﬂmuzﬂza4§, 2-[rel-(2S;3R)-3-(2-F 22
9)-2-(2 4-UEF 2 ) -SA g e |-20-[1,2,4] ET] o} &-3-E] &;

F.11-2) 2eb4-2Jgeta] A4 (ofrl, & 5o REZd, Jid)

NW

REZEY: JUREY THR2Y THreY-oldHolE, ATIIrey Eajype;
ey ATeE, sHae; v eAgebn: A Am
F.11-3) 3-AE fHEekA|2 AAA: F=2Aolda=: A=

F.IID) 32t b4 AA]
F.III-1) RNA, DNA &4

Aot = B obd opmmAt AXIdAl wigEd, widEd-N, vlged, WEgd, wged-n (=),

Qg o), SAE A

o]&HALE Y o|&ElO}EE: FHALE, SHE;

F.I11-2) DNA EXolAmeha] AlA: &Lk

F.I11-3) 72 Q= tial (& E0], ofdlmAl-vlopu|uA]), d=5A] (2-ofv|wm)-dgvd: Fajzjue]E
FOV) AZE 29 9 £ AL JA4A

F.IV-1) F&% A4 dzcjvuE 9 geovdelE: Hxd, 7h2dny, FHduE, EopiivsE, ¥t

dlo] E-w|E;

Efolzadeud: 5-F22-7 (-1E9Hgdd-1-9)-6-(2,4,6~-E2ZF e 2Hd)-[1,2 4] Eg|o}ZE[1,5
alZgvd

F.IV-2) 71e} AlE &4 AA
Wlzolm e 9 Hy ol Eoln|=: T EAFZE | ofgldal HAANTR ZZoIIFs, A=

F.IV-3) &l oAl Wlzde=: v et =
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[0559]
[0560]
[0561]
[0562]

[0563]

[0564]
[0565]
[0566]
[0567]
[0568]
[0569]
[0570]
[0571]
[0572]

[0573]

[0574]
[0575]

[0576]

[0577]

[0578]

[0579]
[0580]

[0581]

[0582]

[0583]

[0584]

[0585]
[0586]

[0587]
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F.V-1) WEed &4 AdAA (obdd] -3 grd)
oldg=-ygmd: AlZagd, wyysd, YeyA, vved
F.V-2) e A oA (olbde]=-Tgud)

GAA: BeraEAd-s, 7HJWHML Aerttelnl  SemFEetels-fatE,  Wrertol
sEQEA, SAHERATU, F2SA, welrhtel A A;

FZ

FVD) Az Ag A4
F.VI-1) MAP / 3]=Ed 714l GAA] (oS So], oldg -1 gnd)

t7taEseu=: FRQRouE, o]Zrr]L, ZRANE, HZRE;

FVID A4 9 = 34 AAA
FVII-1) 144 A3 AAA

F710 FE: oUTES o|ZRHMFEA | VR E X
HE| S o] AL 2E ST

F.VII-2) XA 323} Wheks e3les: gEFad, fEA, gavd, S22xa-dd, bidgd, F22498
o Eglt]o}E;

F.VII-3) 71222 2F ofn|= (CAA AR FA)
Ail = gkEal olu e TWEREZZ ZEREY T Zolu|s | mgRE X

wolu| = L2 njvo] E: @H%%ﬂﬂéﬂ,ﬂzimﬂﬂéi,ﬂﬂﬂﬂéﬂ,%ﬂﬂ
Jole-dl ) et T Y )-F E-2-Y ZFedd) o2HE;

e

HolE = N-(1-(1-(4-

>

F.VII-4) A 9 F3d 9 Aiite)] 938 =+ 33E

1-[4-[4-[5-(2,6-T) & F 225 d)-4,5-T 3| =2-3-0| HALEH | -2-F| o} ZH | -1-T| H gl t] d | -2- [ 5-W| & -3-(E ]
ZZ o 2vE)-1H-¥&E-1-d]oEl=, 7t2nyolE: Z2arslen-sced2dolt T2NEIIEZH

FVIID ts 39 285 2 AdA4A

s
fi
Iy
(ot
?dh
o

F.VIII-1) 7] &4 E4: , O EATFE], FAksktE], SAIGs T, 9714 ke, 3

F.VIII-2) Eeo-Y ﬂﬂgﬂEMﬂﬂE: Hazd wzAe, wpE, HwE, degsEEsiEr YEw,
2B, g, AYE

F.VIII-3) 7194 33HE (& So], T@onn, vz, F2IZUEY):

, A

)

obdeElx,  FREgRd, e, A", EFE, HIERSTorE, dEREd, EFEdE
gargREddl, dAeERads 1o o, 29eE, EEFoIE, NU-FRE-2-UER-HE)-N-o "~

A-m e -l Al 4 E o] =

F.VIII-4) Folyd B 7]Eh: oy
olu] et -Eg oA H o] E o]
¢:5,6-c' ﬂ431357@H%)ﬂEﬂ

F.VIII-5) QtE&F=: tlgo}l+=;

F.IX) Al=EE &4 A7)

CEY, =9 2 @71, FobAE, FolAu-olAEelE, ofvlsed,
A Aol E), 2,6-tjd|el-1H,5H-[1,4] ] ] o] = [2, 3~

iy rﬂ
r}o o,

T

{m

AC)

iy

FOX-1) 257 G409 oA weeiolz, 294 B

_66_



[0588]
[0589]
[0590]
[0591]
[0592]

[0593]

[0594]

[0595]

[0596]

[0597]

[0598]

[0599]

[0600]
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F.IX-2) debd 328 oAAl: g2de, EfAEeE, 7t fqAISZHE, d5Ad;
F.X) A& ol fF24

F.X-1) Al A2 opajulEet2-S-vd;

F.X-2) 7]e}k: Z2UE, oliEleld, Elotr)d, ZRIAr] -2

FaFUolE: Y, TAYE-LFuE, oflak B o] 9

A BE%E J)edEQYo|E| AEFAUYME, AFEANL, dREE, dugtE2r O3

ZAE, IAXFAE-vEEHE, Yidolyl, EFFWEMZ, EFEvv=, ZFEold, WEsE
=, HEEEF, HEEZXEE, EfolSAE, 2-F5A-6-olo]ek-3-22]

A2W-4-2, N-(NEF2Z2IHFA 0|0 - (6-UZFLLE-HFA]-2,3-t| ZF 2 2-4d)-rE)-2-dd o+ Eo}
EEFoE2vd-d5A])-2,5-tdd-#d)-N-o|d-N v|d xFoludd, N' (4-(4-F

&,

Y-4-S-Efvigdetd-Z2EA)-Hd)-N-od-N-v|d EFotrd, N'-(5-t&F e 2rd-2-ve-4-(3-E| v
gAg -2 2 ZA)-Hd)-N-old-N-""d  ZFotvd, 2-{1-[2-(5-WE-3-E ZF 2 2 E-¥ & E-1-)-o}A|
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W (el ofa AxAd i AE A =9, dE 50 FYJFE=(Clearfield)® o5
A (FhEeEhe ovuE e, W ojupatmsol el ARAYE Ztevh. A A=, odAd iy, =3, 5
E u _To'_

1 gAY FEEAE W FREAV|ES g AzA F ABYL Folaks] AN KA
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g8, d7dg 5T E=v 2y 9E5; S ZRHo|UA]l AAA, «dzid ERA JAA, A3 ZZHokA
AAAl, dete, A2elE TE gl JAA; gRE-EdAds duld RIP), AW 24, &44-RIP, oA
Y, 29 AlZY k£ 2od; AHEOE A} 54, dAY 3-3|E2AAH RO E SAITHA, JU]AH R
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aF o 2HE Kot
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| ExEe} Ql#|~Fh2(Phytophthora infestans)oll s #-&ste= WA FARE Hdse 24 AWES)
29yo} opd R (Erwinia amylvora)®} #-2 dhg ool tis] S7FE
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[0651]
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SIHS31 10-2014-0064849

gof 2 AYHI/AY -2 FHS e QurKon, Ag whel weh thael B4 Aol WA A4E U=
ARG S Qovt, 47] gRol gREe M AMAA WA B EA Yol EAE AL e
7] WA QB AARE A4S, ol B4 ARS T4 5 At

WA g gadske] Faolt
T3, G4 IdFES FH T YHES ¥R FFoR A AxA Ev KA BE AEEAe] 2ol o
A

3 Aagol AEzRE e Ex HEE 98 AHeE & Yl

dE B9, &4 FFEL xS}, olutgEeis, SFIEAUCIE-UEF T ZUIEAoE-olAxaY
drE %L A A EFR o] FoR ForRE AlxAl WAl dE AE (dE Eo], FEP-A 242 236, EP-
A 242 246 FF) (WO 92/00377) (EP-A 257 993, U.S. 5,013,659) = vl F~A EH7|QQA A E4 (Bt E4)

AR F ol A Eol 54 Sl WS 2 3 EdxAY A8, AF So] 3} (EP-A 142 924, EP-
A 193 259)ZHH 9 FAko] Ao AMgE 4= Qlrh.
F7rR, 4 SAFEE, dE 5o AT T Uy g/Ee SdAWolAe] A o), e AT At
o3 BAE & gl Aem oo, v|Ee] A&} nluste] MyPH 54S e HERTEH T Al
w3 A" F gl & Sol, AEolA FEE ARS HFsH] A% A A W A (s &
o}, WO 92/11376, WO 92/14827 WO 91/19806) E& ®EE At =4S Zte EdsAlY &l s (W0
91/13972) w2 57k 714 =] 9
2 sHEe] T4 AP ALe A AF A 2 A% FF Ao A B¥eAY B ARFouH -

A,
4 Aol 5

A 7F8Ad s=< (SL, LS)

XA EEA

gud L

it
[
9

o

D 3}% (EW, EO, ES)
E &g (SC, OD, FS)
F 244 o5 2 584 I3 (06, S6G)

1=}
AT

|4 22 (WP, SP, WS)

4

I AEA 22 (DP, DS)o]t}.

EAAQ 2} A AAE OB So] §54 HZH RS, 4 LS, 74 AL B2 DS, &¢8 Heg st
AR YS, e B2 SS o f3ked BS 2 EC, 2 A AA GFE E£33TE. olzldk AAlE I FHAY =
7

M HA o FAl A8 = Ao TR A& vF Mol FA ol AR e FAE nEeAl
5 5
T

22 gt AAFE A, FS AAE FAF Ao Abgsitt. APHoZ ) FS AAE &4 A& 1-800 g/1, AH
A 1-200 g/1, FZAEAA 0 WA 200 g/1, AFA 0 WA 400 g/1, 4= 0 WA 200 g/1 2 &, vjFZ
A= = Hd 1 HHE 2T & 3
2 AgE 93, B3] ugAdg 33H4 19 3gEe FS AAE EAFo® 0.1 WA 80 =% (1 HA 800
g/1)9 A AE, 0.1 WA 20 THF WA 200 g/1)e] 15 oAl AWEAA, oE E°] 0.06 WA 5 &
Z%o HFaA 2 0.5 WA 156 T AsAl, 20 % ol8, odE £ 5 WA 20%2] FAWAA, 0 WA
15 %%, & 59 1 WA 15 3599 <5 L/ A5, 0 A 40 %, A& 5o 1 A 40 T3%] 2
A (AFA/HZA), 2 E 5 FZ0 olsh, & 5] 0.1 WA 5 529 THA, dJ=2F 0.1 A 2%
XA, D d2= BEA, dXd A, ASA T A5 B9 0.01 WA 1 T Foz, I FHA

&
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[0655]
[0656]
[0657]

OWE =% 1514, Y ORE &5 15:3, J1

=)

IaWE #= 112, C.1.

(Rhodamin) B, C.I.

2 15:1, YOWE B8 g0, JOHE A29 |, JIHE A2 9 13, IIHE §

112, JOHE #HE 48:2, ¥IWE = 43:1, IHIOWE = 57:1, JIOHE #H= 53:1, 31

a1

14, f

=

B

F2} 100 kg

=
A

L

FA
] =4 100 kg B 1 g WA 200 g

o]

[e)
2+ 100 kg & 0.1 g WA

] =2} 100 kg B 1 g WA 1000 go. &

°©

=

[

o=

E

51, A= #E 52, ofA|

=

B

1080] T},

=

=

B

e
=
=

2]
A 100 kg F 0.1 g WA 10 kg, whgH

=

10, #jo]

Hpo] 22l 49, oA
7Rzl (AbE]ob (Satiagel) ®) o]t}

o=

ZF 100 kg T 1 g W= 1000 g,

A 5, YAHE ¥ 36, YIHE 2 7, JIHE 3lo|E 6, 1
Z]
2]
=
kA
[s}

=

L

L

=X
A

o

&

S|
&

]

(e}
Z2} 100 kg ¥ 1 g WA 5 kg,

A
.

S

o

A

9, A= AT 23 wWo|A

25, "ol wjo]&-2l 10, H|o]

of

o

H
1 g WA 5 kg, B} vpe3

A Aol A, sk 1
10 kg, ®HgH

A 5}
Akl

=
s

E
=

o
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[0659]

el
e

oo}

| 4gs

°

E

=

at7] el

[<)

o AHe

A

L

3

[<)

.-

o}

-
)

3

o

[0665]

N

pr
o
;OD
2]

el
w

e
~
o

N
gl

[0666]

)

2!
el

n_AIO

N
)

o
;OD
2]

il

|

_"

d

o Age] ATEA, WTE

_73_

F=o]

k<)
H

HF iyl 27
she A ohd.
of =2l seta 19 5

S

=1]
=
A

k.
&

=

e A
)

, AEA

, &

g
a

|

=7

[0668]
[0669]



[0670]

[0671]

[0672]

[0673]
[0674]

[0675]

[0676]

[0677]

[0678]

[0679]

[0680]

SIHS31 10-2014-0064849

e 5o Efew, AW &, &, A, HGE, Abs, 2, #A4, 7 R age], =&,
Fu, vk 2 =5, 2 B3 1S Ad s, oA7d Wa, A 2 S, =27, 4789 o=, A9,
Arz B og g off, dxd @ F A5 ofF, oAz Fol, dol R WAl AY B HAE LA
hsd

ety 19 5 , E
W/EE WRsgFe] AR W/EmE w-0Rg wAel Aged. ok AR E: Q%o @ wrld o
4ol r}

stabal 19] shetEe 717t s B 9 Fo VIAES HAlse 53] f&sitt

HEF (HEE), dF 59 IexAZed s J“El*, Iy AT d s Fhx, TAAFAE ASTs, T
OMEL, E7} AU ETA, @ = ATARA TR0l

HEF (WS - AR S, 92 B EetdE Al=Zniggr, Sabdel opabs|vbel], deZebdEr ofvel 7}

w, deE2ber Akxyst, de]Eeber BE o}, HelEeber E27]xAl, A ESEr ob-AE— ek o}
of B Eetel eydEes,

A F, 2% (AEE), dE 59 ootz oflEl, ofolels duHFEr ofds Wik ohiEd v
ez, oAy whEE L 2, PLﬁ“Eﬂ* AFAIQ s, obwde s obulubipos ol Fhulolel, ofiw
Dy Teney, ohedys FaadRe, opmdus wURs, ohwdly AsgniZebEa, Ze e
WAL, Felalo} wAeht, Telsnlel Srlues, aesnlel shieelel, Felgs v Anels, Aed
2 Ao}, AEs ofEWETA, ZFYovol EnyRets, madaulol GERIENIL, Felold s
Fazs, Fo2 gdds, Faa YaRgs, FY92 AAGAEL, FEs gy s, T 0w
U, EeAT Mokl dobEvlol SuU s, Wel SR A, AsdEaTs A s, 2EA
R, FRAG RRs, FRAG FAAE, FRAG B weld, SRl R, o

UEEAs dAsED s, SAEs F, SEdrh duote, AEsEs Eds, TAdel ey, £
of FEet, Fazel Aele, Plmelel A, wuo} F, Foot SWlzEgt, FAG 2uE
QO AEF QU FAWETS ol2AEN s, ThE¥e 2Fulo], TaR¥e grne, TaAEY

& U2, ARzl dRzeldd s, Armst F, Algaf HIEHE, ZESAS BAEGS, Bupes n

s Bpuliess ofE@Rss Bl elulgd, 2 el e

oI (e1%), AB ol AER s folrs ASEL, AUFFE folrs wmteln, 2HFe il
PHERRs felsEEne, SvhESEa ols, PwiFa EY, welEe wels, deE gei,

U ’\Eﬂ‘rt’]tﬂ §-2 B EH ey TR EEA

AEANF 2 A4 bR CIAA=ER): A=oF (FAARAEAR), dF ol dadz 2o%ee s, o
O~

Al EEAFRS, oo ST, GRS AFOMS S, QIS s, qriEs
vhelobilel 2, ohielovt opvlelsby, oot shEebE, SEUERTA SBA, LEUERTS Felzte
9 A SR (S0, A8 5ol e =uEyta el @ coies 2ol

SolF (H71EobR) W FARAEAF (FI)RIR), oF Ho] oprebsli(Acarapis) F, ALeE Bz}

(Cheyletiella) &, Q2UYEALEoH Ornithocheyletia) &, Ul Ho}(Myobia) ZF, ZAHZ7lEH
(Psorergates) &, YlEEx(Demodex) &, EFHIZeH(Trombicula) &, HEEZIEFA(Listrophorus) &, of
b2 (Acarus) &, EIZ32(Tyrophagus) &, ZEZTF2(Caloglyphus) &, S|EZFEH ~(Hypodectes) &

e 28 F 2~ (Pterolichus) &, ZA2XE A (Psoroptes) %, B LXZE|~(Chorioptes) %, LLEHEH A
(Otodectes) &, AF23ZE| A (Sarcoptes) =, =E=d ~(Notoedres) %, FUv| == ZH ~(Knemidocoptes)
%, ANEYH2=(Cytodites) &, 2 v A X E 2~ (Laninosioptes) &
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SEAF (="1AE): A A5, Alda U ZHFE2 HFE9-a AdEls, EfolErt F 2E
Y9~ (Rhodnius) o}, BHAEZZAF ~(Panstrongylus) oFF % olgFxA g5~

olob, el Fol svtEu s F, v F, AOTEA F, TEFA F Y SUeds F

Hol2  (o}2E M@ (Arnblycerina) 2 o) %A g Y (Ischnocerina) oF%), o = Efv-E
(Trimenopon) &, Wx¥&(Menopon) %, EZXx=E(Trinoton) <=, HH|FZ(Bovicola) F, HEd7|A=}
(Werneckiella) &, dYAEZ(Lepikentron) &, EdFZHH =(Trichodectes) & L A Z2H(Felicola) &

e Addsee:

AZF 2 AREZ (29E), JdF 5o ARE (Eg7)9E@H(Trichinella) &), (HZ3) EfFgx
(Trichuris) %, 7FZgglol(Capillaria) 2,

AEE . d5 5o #HYE|2(Rhabditis) &, ZEZURo|dA(Strongyloides) F, dgA|Zzix
(Helicephalobus) &

PFE, dE Bo] 2EFAFA(Strongylus) F, HAZ2Evk(Ancylostoma) ¥, UIZFIEEZ olvgIr
(Necator americanus), H-:=2~E&(Bunostomum) ¥ (F%), EI=EFTAF~(Trichostrongylus) %, d&F
2 ZEZ %~ (Haemonchus contortus), 2 2HZE}7]oF(Ostertagia) &, FH 2ok Cooperia) &, UnIETF2
(Nematodirus) <&, YEQ7&F2(Dictyocaulus) F, Alo}EAErH(Cyathostoma) &, QA IAEE
(Oesophagostomum) %, ZH 37F2 ®EFFE2(Stephanurus dentatus), &F2H722(0llulanus) &, 7HH=E o}
(Chabertia) &, ZEl9FF2 dElFEs, A7~ EfpAoH(Syngamus trachea), SHEZAERL F 0 AL o}
(Uncinaria) &, S2HEAZTF2(GI obocephalus) %, U 7tEE®Necator) F, HEREZFAZEA
(Metastrongylus) =, R s FHd e}2) ~(Muel lerius capillaris), MRE EZZ]Z A
(Protostrongylus) %, SIS ~EFAF i(Angiostrongy us) &, THAZHAE2EFAF 2 (Parelaphostrongylus)
=, d¥E$ E/\E%é 2~ olH AEZL A (Aleurostrongylus abstrusus), % T]LEYnt #Yd (Dioctophyma
renale),

F IEF (3FE), d5 59 olxTlulx FHElFold~(Ascaris lumbricoides), oFA7Fg]~ 428(Ascaris
suum), ofx=7tE|t]o} Zel(Ascaridia galli), Ieh27te]2s o F 2 F(Parascaris equorum), SQIE|ZH]$-2 #HZ
v Zete] 2~ (Enterobius vermicularis) (£%), 27k} b2 (Toxocara canis), SHARA7ME 2 #odd
(Toxascaris leonine), 2~ EZAU|Y|u}(Skrjabinema) & 2 2A]-$-8]2 o F(Oxyuris equi),

HeAER o So =gt#FF 2 w oA~ (Dracunculus medinensis) (714 o}&),

An|AFE dE 5o delx|ol(Thelazia) &, Az oF(Wuchereria) &, BF7]okBrugia) &, 2IA=7}
(Onchocerca) &, =g ol (Dirofilaria) &, YIZ2Zvvt(Dipetalonema) &, AEF2IoF(Setaria) &, <&
gholl @ ¥ ZH(Elaeophora) &, =3I ZM 27} F3](Spirocerca lupi) ¥ stHE2Zuw}(Habronema) &

TEEF (FFE), dF Eo oftEANZT-FA(Acanthocephalus) 2, "IN EHATA 3| FrvpAd -~
(Macracanthorhynchus hirudinaceus) ¥ 2A]Z2(0Oncicola) &,
Lt olR (AP FEL):

EE5F (5574, dE 59 FA 2 (Faciola) &, HA| 2ol vl (Fascioloides magna), ety
(Paragonimus) %, ©AZ23AZ]F(Dicrocoelium) &, IA|ZFA|2 27| (Fasciolopsis buski), E2%=E27]
2 AWl ]’\(Clonorchls sinensis), F2=EAvH(Schistosoma) ¥, E|ZWSEZ 2| o}(Trichobilharzia) &, &
2o} dateb(Alaria alata), Iy F~(Paragonimus) & % Y=Alol €]~ (Nanocyetes) &

Qu B E3 227 (%), dF So] 2R EZS(Diphyllobothrium) =, HYok(Tenia) &, 7| x=5F

Z~(Echinococcus) &, ©ZEHE 7% (Dipylidiun caninum), ZEAZAMulticeps) =, 3dWEd I~
(Hymenolepis) %, HAaAM2Eoldl~A(Mesocestoides) F, HyZ# ¥ A(Vampirolepis) %, RyYoxo}
(Moniezia) &, o}x=Z=ZAMZ2H(Anoplocephala) &, A|ZHEZ(Sirometra) &, olwZ=ZAZE £+ % Jv=

g7~ F.

shob 19] S3E ¥ 0% gRes 2B

8] 83t}
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[0753]

[0754]

[0755]

[0756]

[0757]

[0758]

[0759]

[0760]

[0761]

[0762]

[0763]

[0764]

[0765]

SIHS31 10-2014-0064849

Bongo] A8 5 gt 2B AWHoR ey 19 SFES oF 0.001 A 95% TFE F ek,

2, 1¢9 0.5 mg/kg WA 100 mg/kg, vFEAsAIE 1€ 1 mg/kg WA 50 mg/kge] FHOo= 3}3h2

SA-AREE AlAl= 71AS, b sl RISl tall 2449l e 10 ppm WA 80 T %, HhEHA S
© 0.1 WA 65 =%, Bt vk siAl= 1 WA 50 T, 7HE v skAlE 5 WA 40 ‘“"ﬁ%J %Ei g
3]

AE = AAE 57T dell 2Hgsks sees 0.5 WA 90 T3, vFEAEAl= 1 WA 50

o
©
i
o
=
2
o
[
ﬂ
o]
=
T
™
ol
)
é
rir
=)
=)
S
&
éé
RN
=)
o
o
O{N

ity oz 35 A b, HHH =Y AT 7IFo=Z 10 mg/kg WA 300 mg/kg, vFEASHAIE 20 mg/kg U]
=] 200 mg/kg, 7FE vl A= 25 mg/kg WA 160 mg/kgel FFo=2 38k 19 sItES WEshe 1A A
AE HL3l= Aol sy

AFe Az Ao, Ertad 2 ke ZEhay Enk olyg dtrEn 9 driAA dEtrEWTE ALE
"ok A3t FtaE 9 dEpxEu s, 38k (9 IdFEFY FES] A4 EFvd 4, E 9w,
ZEoladyelE, oEA] £, AEZ~ AEZ A FLA, %—FJOPUE 9 Zglo| sy 2oty ZElxg o
Azt ~Euw o] e B2 Wul ol gt AFE Al AxtE, oS So] W0 03/0860750] AAH o] 2T},

A7) AFE wpel go], B wtmo] ZHrp Z=WMO 9-(3-Zrz-2-9 g d)-N-[2-WE-4-F 2 2-6-[ (T E- N\ -2
ﬁéﬂtﬂ)?}eﬂ}lﬂ%]‘1%4_]—5—(E31%$9L We) v gtE-3-712 2 2oln| = «1 A4 o #3k Aoy, 2-

(3-Z22-2-9D)N-[2-WD-4-F 2 2-6-[(Jol&- A -2 v )72 md |Hd]-5-(Ee EF o2
)y E-3-7t2 B solu e R W RV} E o} ol"ela, R} Wl”ela, R 7} FRzolm, R7F Fhola, R
b ERZRo Mol , Ro] FEzolm, Qb N9l 8h8ha Vaol shgtEolth. A7) SFEL srlolA s
Ak, 4] SFEL W0 2007/0066700] Ao AAHAE.  Leuh, el 1A A
& AL, ol F7lM FAY Va-lz AA= W, wbde] 2ol /AE 3R Va-19)
~19] e AR A F e,
=ew, oy Bl wel, R 2 R7F B o d"”olm, RVF vi”elm, RV} 2Reolm, RIF $49 35
[a9] 3}EES 2-(3-F22-2-¥Yd)-5-EfEFozdE-3-7l2ndZadol= (X = Cl, R5 =(CF;, Q =N

R = CI¢ 33k2 VIa®] sh3tE) b wheAlA shgts Va-1& oids] &3 Jei=z A Tdrks slo] waxaL,

ol AHaek H|YAAA S7] &0, AW EFQA, IAA, tdE ez, tola=Zad =, vE tert-
e JdHZ ke oMMEVELRZEHY sFE Va-19] AA4sE JtestA gt old wak, stEE Va-19] 4
71 71A% AXRA Fe AR 5 5 A

Va-lo) HEl AL QPR ARA Felolxm, o= AbgY 24 FAsh, ool ut
H 4e Ae 7}%-5}711 Ak Va-le] e A- dE A4 ol
o-Egolth Va-lo] Wel An AMHo R 05 Fu% ol HHE Va-lol @ RS Zherh

o=
N AEsHA Be Foz Eede A

2 3}o] 10 mol% VIR, 53] 5 mol% ©l3kel A& ofn] gt
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[0766]

[0767]

[0768]
[0769]

[0770]

[0771]

[0772]

[0773]

[0774]

ZIHSd 10-2014-0064849

2 0] Va-19 FE A= XA & 3|dSAd sl " tholo] e y|dtele] ERlE 4 k. uwhEhA
Cu-K, WAFA (1.54178 A)S AFg38Fe] 25CoA 7|59 XA B 3|dx+= 20 gk e 2AHWUI 113 d=2A

=
at7] ol Al Z1AE 10709 vkAL & 27K o], o
23] 97 o, FAH R ARE Hole

Va-12] e} A9 XA 22 doly

20 dAl
9.30£0.2 9.50£0.3
11.2240.2 7.88+0.3
15.50+0.2 5.72+0.3
15.79£0.2 5.610.3
17.17£0.2 5.1740.3
18.38+0.2 4.83%0.3
18.74+0.2 4.74£0.3
18.98+0.2 4.68+0.3
26.23+0.2 3.49£0.3
26.58+0.2 3.35%0.3

XA B 3dS5AY oo, AlA FA
186 WA 190°C 2]

w3 Va-19] FE AZ Folsk=d AbeE 4 9l
AE 1 =
AYgH o= theF 188-189°C 2] Wgjolth. K

.
-
544 §§ 93% 2t LEVSES RelFt, Y2 AY

T
o u2
=2
S

1= Ao AAF §He A FA AFSAW (DSC, £ AR
AT, 7D HE 10 K/2)o] 8 Z48 dolHE APt

Va-19] o] Al ZAst= T4 Ve, 93d S 23t Ee AFI WA 7] &, oA
=5, AR B oHEYER™ T Va-lo] mAR ShomFEHo AAst] o8 @4 4 . mAR

SR FH] A4 e % 4435 3, FFE Va-ls Ager v fF71 &, odHdd 254,
A, godg dEZ, golazad e, WE tert-FE dEHZ T opEUER T &3jA7. 4
Aste WA o2 S8 F vt b2Ae, 448E EuE AATLEN, dF 5o S o3 +
g ¢ k. A= AA 9 HIbe SjHE Va-19 19 AAE PFeR AR H3Es IAsE As 52 A

oltt. migASHA=, 248k -10 WA 100T, 53] 0 WA 50T W] 5ol Fdit,

B ouhgel Z7b ZWe 2-(3-ZRZ-2-9D)N-[2-Wd-4-FR26-[(W]2-2-Z2D-\ -Eud e d) st 2

%_]]-‘71]%]_5_(5 YEJ:—EF = ]%)J]E]——-——S 7}-EE}\o],u]1:,] 7;];4;] sﬂF/H Ioﬂ ‘t} 3k 3’1013} 2—(3—%;;—2-1‘43}
) N-[2-T F-4- 22 26 (M 2-2-Z 2 -\~ ohd el d) 20w o | Y |5~ (2] E 0 2 v D) 3] %3
B rolm=s= R 2 R} £ o 2-Zego)w, R7F Wlgela, R/ ZERola, R} Fxoli, R Ed
ZRogdoela, Ro] Z22olx, (7} NA 348t Vad| shgEolrh. A7) HARL S| SFE Va2
©oEd AHHG. A SERS w0 2007/0066700] Aoz AL, L}, 2o] ZAE Aas
WA $4Y BARS AR, o S/ FAP Va2 AFH0], wHe] B /AR HEE Va-2o
AAA G 1S Va-29] FH 12 AHF},

sgi=, 9 Boll Meb, R 2 R7F 5 v 2-2egolm, RV} wdola, R/} SREo|3, R} 549 33t
2 Ta9 3ES 2-(3-FE22-2-¥gd)5-EgZFeadE-3-Jl2ndZzgo]l= (X = (I, R: = (CF;, Q =N
2 R = Cl1el 384 VIao sE)sh WA HFE Va22 gws] «43F guz AYsTs Aol
B AT, ol Aad wPA 7] S, oAy B, AU i
20] AREZ JbseA @k, olo] wWel, 8FE Va-20 7] JlAE 242 P 1S F58 5 9

2|
1O =

Ax T BAR o7 Gul-F-gHio] Va-29] el 12> dutdor 95 F&% o] s43tE Va-20] tigh <+

2 721>

= N -

Va-2°] @l 15 190 WA 220TC W9 o] 2&=olA 7pdsto] shekeE Va-29] & 2 244 I 115 B4
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[0775]

[0776]

[0777]

[0778]

[0779]

[0780]

[0781]

[0782]
[0783]

[0784]

Va-2°] F8f 11 A

4% Va-2ol wis) 24 o 4]
QAR F wARow gl

e

-
il
Do
il
N
MN
o
ffl
o
ol
2
=
o
=
(e}
=
=)
(2 &

2wl Va-zel Fel 1 % 1= XA 2w 85wl o3
ek, Cu-K, WARA (1.54178 A)S AR&-3}ol
R

o, 53] 974 o,

A3 A d=A

gud

g 244 dejolaL,

o
R
=
T

ZIHSd 10-2014-0064849

ol vhEel e He AAE T Va2d AAFEE 7
FAwE 7HsdtA v Va-2e] Fe) 11w bAds dgd FEola, o= 4
Ffolth. Va—2o] B 11e dubdom 95 F9% ool gt Va-2el Hid

Va-2¢] &e 1¢] XA &% delH

20 d[A]
8.64+0.2 10.24£0.3
10.05£0.2 8.80£0.3
10.23+0.2 8.65+0.3
13.09£0.2 6.76+0.3
13.48+0.2 6.57+0.3
15.11£0.2 5.86+0.3
15.89+0.2 5.58+0.3
16.4240.2 5.40+0.3
17.67+0.2 5.02+0.3
18.35£0.2 4.84+0.3

A 1AE WL F 2 o), Bl 47 o), wWaAE 57 o), 53

20 d[A]
8.96+0.2 9.87+0.3
9.23+0.2 9.58+0.3
10.37£0.2 8.53+0.3
12.41£0.2 7.13£0.3
13.36£0.2 6.63+0.3
13.67+0.2 6.48+0.3
16.00£0.2 5.54+0.3
17.90£0.2 4.9610.3
18.22+0.2 4.87+0.3
20.84+0.2 4.27+0.3
XA B A5 oo, A} FAF dFESAW (DSOE 3 Va-29] FE 1S FAdt=d AHgd = 9l
ok Va-29] e [ 165 WX 170Te] HeldA EA4A &§ 93E Ze 27558 HoFr., I3 FHu
e APHoz gEF 168TCY Welolth, &¢ YIS xysteE Lxdaje wd I37) B} 8 254
#AHd $ glon ol UiFF 221Ce I HYAE ZE 215C 239 §§ FJIAE BHoFE & g2 2R
G gk 221Ce = 15 2= 215C 279 §§ FJ3+E Va-29] o A
ez}
=

’ =
Y F Va2ol mAS goomyEH AGsel s BHT Atk mAR
A4S A, AT Va2® HFF P4 R 80h, AW BT,



[0785]

[0786]

[0787]

[0788]

[0789]

[0790]

[0791]

[0792]

[0793]

[0794]

[0795]

[0796]

[0797]

[0798]

[0799]

[0800]
[0801]

[0802]

[0803]

SIHS31 10-2014-0064849

343 EE oMIEUED Fo] &34

)

. dedds, 2gss

. Agshs w7 @
8IS AAGOEA, B Fo) Tuel o 4T F Uk, A= AR @7}—5— 4% Va29] T19) 4493
ez 4B AV PYAE A £ otk wAslE, @48 -10 WA 10T, 53 0 WA 50

T 9o 2=olM F7.
Va-2¢] @E} IS 190 WA 220C W9fe] 2rolA Zhdste] dghe Va-2o] WE] 1129 ARA dIE

Bk 49 AF olslol®, Va-le] Gl A Wk oheh Va2el Fel 1 % 11 53 2A B4 AR, dad &
A -y AR BEE AA L P9 EE oy AAE s A6l deld fold AA 54 2
.

&= 31 Va=29] @E} & 200ColA 3AIZE Bt 7HAgoemd 53 Va-20] 242 Iduf 19 XH 2% 3d=
(XRPD) .
A e

PR, o2 Sol ATYE 1AL A A=vtETHY / A% BFSAW WPLCAS)A 98, H-NRE o]
& "/ 1o §H-d 98 EAFE 4 gk, s] B4 AxE o)g5u:

AT B8 HPLC ZHY: o3 FhAIokok(Merck KgaA, HU)ZFE|9] RP-18 Zy IEZRYA A¥E 22X
(Chromolith Speed ROD). &%]: oA EUEH + 0.1% EFSZF LRl EA (TFA) / & + 0.1% EFEZSF

ol EAF (TFA) (5:95 — 95:52] H]) (40TolA] 5&).

2 L

o

W OB 48 UPLC Z9: Hxdd2 7] 8 2~ (Phenomenex Kinetex) 1.7 um XB-C18 100A; 50 x 2.1 mm; ©]
sAF AD B+ 0.1% ETESFLROMNEA (TFA); B: ofAIEYUER + 0.1% TFA; +8f: 5-100% B (1.50%);
100% B (0.20%); %: 0.8-1.0mL/%E (60TolA 1.50%).

offl

MS-"": EST 47

HNR, As= gEDW A ga 8t o]E (ppm)el o8], 1o TEEe o8, wak s1e] AR (56
A Fa QA AE el od EASEGT. 87 ekolE Algsle] Nz UEEE EAFEY: n =

UFd, q= A, t = 4T, d=oFTH H s = gdA,

logP 2748 84 (CombiSep) & ZHE 9] cePro9600™ Aol A mAZ A7|d%S Ea 3835t9T).

Poo] ®WI T 1, 2 2 39 EANE XM BEE 3AELE (XRPD)E Cu-Ka AR (25TAA)E AH&38Ho]
0.0167° ¢ FTESZE 20 =3" -35° W WAL 718kerd] FRolA dgEEZd dAHE X =Z(Panalytical
X'Pert Pro) @A (AxJA: I E AHEst 7|S5s5lth. 7154 20 #S ol &3t dAs 24dH
b 24 45 ARt 939 AR (yv-F: AE A= JREE)E 20 7 (xF = @99 20)d d§ =%

i

al

EEi=

HEe] E#=Mettler Toledo) DSC 822e EEO|A DSCE F3stct. FEo] HIAAT Er|5e= 4FuE A
Yol &S vk, 247t A9 AE Alol=+= 5 WA 10 mgel Sl g A%E 30 - 300C WA A
St 7MY £X= 10C/Eolt. AES A3 <9 150 ml/ 9 éi ~Ef o HAATY. FT dAnH

3 z3gtsle] WEe g 2® o)A (Mettler Hot Stage)oll <& €4 S &=st9ct.

6,8-TF22-10-MZ[d][1,3]2A2-2,4-1] 2 9 6-FZ2-8-HE-1H-3, 1-AFAZ -2, 4-t] =22 WO 2007/43677
off mhe} Azt
S, 5-folaXZ2g-S-oln|wa¥F 2.4,6FEdHEddE¥olE= E3 [Y. Tamura et al., Tetrahedron
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1975, 31, 3035-3040]l wje} #|z=3F3ATt.

[0804] 2-(3-F 2298 d-2-9)-5-H 2 F -9 Z£-3-Jl2HY FE2F}o]=+= WO 2007/248339) wpe} A %38}t

[0805] Az AAd P.1 WA P.7

[0806] AN P.1: S, S-uvE 2w uo]E R =R = W, A = 1/2 50, 9 = 1V-1)

[0807] HErE (60 mL) £ YEF WaddolE (Wee = 30% &M 15.76 g, 87.54 mmol, 1.100 FeF)e] goHe] -5-
0ColA Tvle 3= (5.44 g, 6.40 nL, 87.6 muol, 1.10 B2 A7}atgdch. o]zl EF2d] wWE-e (60
L) % a2 Aelul-0-2E4F (9.00 g, 79.6 mol)9] AbA WzbE ol (—20C)S A lEki, YR ewE -5
0T FX3tgTh. Ao v wuke & BE uAE o] o8 AASAYG. ANES AF o]
ZA7]31, ARES oHEUED (50 nL)Z AstAelsle] %A 3 (7.88 g, 39%)S FEFIL).

[0808] &t7] 3}e=S AAld P13} FAFHA Al %83 T

[0809] 5.5-tlolg ¥ ZuolE R =R =o€, A = 1/2 S0,” 9 3= 1v-1),

[0810] s-ole-s-o] a2z e 3% &ro]E R =g, R = o]axzd A =1/2 50, 9 33E V-1,

[0811] S.5molared 2uE &uoE R =R = 22223, A = 1/2 50, o 3% 1v-1),

[0812] EﬂEE‘rolCi AoElodl-1-doul WAEETYolE R-R = 1,4-380]d, A = 2.4,.6-Edu s d<Eyo]

ol 3}stE [V-1)& F3& [Y. Tamura et al., Tetrahedron, 1975, 31, 3035-3040]¢l wie} #|z%3}9 L,

[0813] HEZ3| =2~ )\ —E| 2 F-1-Lopl EHolE (Rl—R2 = 1,4-Fegd, A = 1/2 80427°J 3letE [V-1),

[0814] Aol 3T L e-1-ob &Hlo]E (R-R = 2-ElopRe-1,4-t, A = 1/2 S0, 91 3}3HE 1V-1),

[0815] AElok-1-dohl EHjolE (R-R = #HE-1,5-00, A = 1/2 S0, 91 = 1v-1),

[0816] S.5ua(NZRTeddE) Sk SdoE R =R = AZzzagdud, A = 1/2 50, 9 32 1v-1),

[0817] S,S-H|A2-AERZR oY) &£uF &HoE R =R = -ANZFzxaddd, A = 1/2 Sofﬂ 35 IV-1),

[0818] S, S-HA(AZRRENY) 23k SdoE R =R = AZz2gdg, A = 1/2 50, 9 3= 1v-1),

[0819] S, -Ha(AZRAYNEY) 23 SdoE R =R = AZzdAgdg, A = 1/2 50,79 3= [v-1),

[0820] SAZETzdE-S-o8 %0y ZdoE R = o8, R = AZzzzde, A = 1/2 0, 9 3T V-
D),

[0821] S-(2-NZFRragde)-s-dEe %35 &FoE (R = d8, R = 2-AZ2zzaddg, A = 1/2 50, 9 335
v-1),

[0822] S-(2-ANZeTeIdE)-gola2Znd %uyF LHcE R = 2-Zzd R = -AZezzgddE. A = 1/2
S0, 91 FEE 1V-1),

[0823] S(1-AZeragdE)-solaxad %uyE LHoE R = 2-%23 R = -AZzzzgdE. A = 1/2

S0, ¢ sghE 1V-1),
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[0824]

[0825]

[0826]

[0827]

[0828]

[0829]

[0830]

[0831]

[0832]

[0833]

[0834]

[0835]

[0836]

[0837]

[0838]

[0839]

[0840]

[0841]

[0842]

[0843]

[0844]

[0845]

ZIE3 10-2014-0064849

S-AZRFGWY-S-old £uF £d0lE R = oY, R = AFzFgug, A = 1/2 50, A = 1V-1),
SAZzAddE-S-oe £7F £HE R = Y, R = AZ=Addg, A = 1/2 50,79 FFE 1V-1),
$-A] 2AWE-S-0] 22 2Y %7E HAE R = 2-%z2d R = AZzzzdAdd, A = 1/2 50, < 3
e V-1,

S-AZEREnd-Solaxd £u%F SH0E R = 2-2Zed R = AFe3ddy, A = 1/2 50, 2 332
IV-1),

sAZEAgWE-s-olxxen £9F 2o R = 2-2=® R = AZadAdde, A = 1/2 50, 9 3=
IV-1),

§,5-U-n-22d £y &A0E R =R = p-223, A = 1/2 50, <l S3E 1v-1),

S-HIU-S-ol e £3%E &FolE (R = o€, R = ¥]d, A = 1/2 0, 3 3hatE IV-1)

$,8-T-n-5g £u%F £HolE R =R =n-%g, A = 1/2 50, 9 HFE 1V-1),
§$,5-T-n-A8 &9%F &HoE R =R =n-AE, A = 1/2 50, < = 1v-1)

$,5-U-n-814 %9 &¥o]E (R =R = n-34, A = 1/2 S0, 9 332 1V-1),

S, S-H~(2-g8) £3%F £olE R = K = 2-ol€&4, A = 1/2 50, ¢ S IV-1)

S, S-H|A(3-WE-2-58) £39F Lullo]E R =R = 3-dgd-2-39, A = 1/2 0, ¢ HEF 1V-1)
S,S-H|A(3-wE-1-28) £9% Loo]E R =R = 3-wg-1-%9, A = 1/2 S0, ¢ SHFE 1V-1),

S, 5-Ha(e-MEzad) &9 Sdo]E (R =R = 2-dlgd=za A = 1/2 S0, <l 83HE 1v-1)
S-olaTe-s-ug FuEF £¥0E R = ug, R = ojaxad 1/2 S0, Q1 &&= 1V-1)
S-2-¥E-5-ME" &uE &dolE (R = Wlg, R = 259, A = 1/2 50, ¢ SFE IV-1)
S-3-dlg-o-ne-g-ue %3%F ZdHolE R = W, R = 3-Wgd-2-3e A = 1/2 50, 2 FFE 1V-1),
S-3-Mg-2-RE-S-og %u¥F £HE R = o, R = 3-Wg-2-2, A = 1/2 0, 91 &= IV-1)

S,S-H] A~ (2-3 =5

S-n-AME-3-2-3| ==

1),
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[0846]

[0847]

[0848]

[0849]

[0850]

[0851]

[0852]

[0853]
[0854]
[0855]
[0856]
[0857]
[0858]
[0859]
[0860]
[0861]
[0862]
[0863]
[0864]
[0865]
[0866]
[0867]
[0868]
[0869]
[0870]
[0871]
[0872]
[0873]
[0874]
[0875]

[0876]

ZIHESF| 10-2014-0064849
—E-5-AZRTeg %0k SH0E R =dg, R = AZzzam A = 1/2 50, ¢ SFE [V-1),

S-2-Z2I-S-A|FRZLZ3

e
iy
i
o
)
i)
©
[m
=
1
5
(&
il
e
=~}
1
>
ull
i
Kl
il
e
=
1
—
~
\e}
w2
IS
rO
o
st
i
=
|

D,

S-(2-ZuedE)-S-od £uHF FvolE R =2-Fz2d", R = og, A = 1/2 0, Q S&E IV-1).

AAd P.2: §-B 2R -6-F22-1-MZ[d][1,3]SAA-2,4-1]&

&4k (170 ml) & 2-°lH]=-3-BH2E-5-F2 2 HlxA

A (10.0 g, 39.9 mmol)o] &M T2 (EFA = 20%,
42.0 mL, 79.9 mmol)< 1589 7|7te] AX H7belgth., WHEES F9 2%o|A 4847 H¢F wRke e 3l
T sl EEAAT. AR 1nAE Bsta, 1F st FU1E AxAA 54 AAE (12.6 g, 1140)S 5

slow, o5 §& wlel F7F Al flol ARkl

6,8-tJE 2 2-1H-W=[d][1,3] $AH1-2,4-0] &,

6,8- T B2 R-1H-#M*[d][1, 3] 5AI-2,4-1] &
6-B2R-8-F 2 2-11-N=[d][1,3]3AHN-2,4-1]2,
8-B2R-6-FZ2-11-N=[d][1,3]3AHN-2,4-1]2,
6-F22-8-HE-1H-WZ[d][1,3] FAz-2,4-T]

6-H 25 -g-w|e-1H-#%[d][1,3]1 A2, 4-1] &,

6-Alof -8~ -1H-M*[d][1, 3] $AKI-2,4-1] &,
6-FR2-3-EgZF o2 a-11-H=%[d][1,3]SA7]-2,4-1] &,
-F22-6-EfZF o 2w d-1-A%[d][1,3]1$A-2,4-1] &
-H2R-8-EZF o 2w d-1-A2[d][1,3]1$A-2,4-1]-&,
§-HE2R-6-EfZF o 2w d-1-Nx[d][1,3]1$A-2,4-1]-&,
§-F R Z-6-Alob=-1H-#12[d][1,3] $AF -2, 4-1] &
6-F22-8-HEA-11-M=[d][1,3] AN -2,4-1] 2,
-FRR-g-AFRIZI-1-AZ2[d][1,3]5AH-2, 4-1] &,
6-F 2 2-8-E-1H-M=[d][1,3] 5AI-2,4-1] =,

6-T1ZF 0 2| ZA-g-m e -1H-M 2 [d][1,3] SAFK -2, 4-T] 2,

-l obi-g-| B A -1H- ][, 3] AF1-2, 4-T] &

6-EFL2-8-mg-1H-M=[d][1,3]5AF%1-2,4-T]-2,

6-oko] & -g-v & -1H-M = [d][1,3] %A} K1-2,4-1] &,
6-U EZ-g-we-1H-M=[d][1,3] $AA-2, 4-1] &,

6-(5-F 2 Z-2-Flol| d)-8-m&-1H-w1 2 [d][1, 3] $AFZ-2,4-T] &
6-(3-9]2E-11-2)-8-ml & -1H- = [d] [1,3] & AFR-2,4-1] 2,

6-(3-o] SAE ™ )-8-vl e -1-W = [d][1,3] AR -2, 4-1] 2,
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[0877]
[0878]
[0879]
[0880]
[0881]

[0882]

[0883]

[0884]
[0885]
[0886]

[0887]

[0888]
[0889]

[0890]

[0891]
[0892]

ZIHSd 10-2014-0064849

6-(3l =E A 0w imm )-8~ & -1H-Ml = [d] [1, 3] $AMRI-2,4-1] 2,

6- (A o] v e ') -8-m & -1H-M 2 [d] [1,3] A -2, 4-1] 2,

6-(tu s =tz e)-8-vE-1-w=[d][1,3] $AH-2,4-1] 2 4
6-(2,2,2-Eg|ZF o o dd =tz e e)-8-mE-1H- W= [d][1,3]%AR-2, 4-0] &
AAle] P.3r 1-(3-2R2-2-9Yd)-3-E EF e vE-1H-v &

a) 1,1, 1-EfZF 02 A4-EA-FE-3-9-2-2 2.71 kg, &< 2.44 kg @ & 3.10 kgS 9% &7]d AL
o Mg Gk 20 ml ¥ =g EE 0.80 kg AL- oz Hrista, EFES 443 Fok 71E SFAH
. EFES YAEHEE 3aL, 10% 74 NaOHE H7Fste] oF pH 4-52 F3AZTE.  oloA], E3dES FUA
Ak, BRdE Hrlstal, ERES oA SEAIA A7 FEYZFLEWEIEE 2 kgd > 85%9 wRERE
FEIT

7Fe -EEEZFoEddyglE: 1.72 kg (10.75 mol), 2,3-tjZ229#d 1.75 kg
EEO}U]E 4.73 kg WHS &7l A, eAZE 2.97 kg (21.50 mol)E
WA 120C2 71498t 3, F7F2 3A17F B9F 120-125Col A A8y, whs E3E
20 19 H-Jufk. old we} 53 EFES tert-FEHE oHZE 5 LE 23] F5%3}

AE E 412 AFEE 05, S AFAAY. EFQAE Hrista, ERES o] S 1z
2 B

Al%‘u:}. a2 23] ZA FIFE 2.7 keS FESIATH (GCAl 930 Al % > 5% T8 81.5%). xgxg

oZ“L Hu o

TH-NMR (400 MHz, CDCls): & [91E} = 6.73 (d, 1H), 7.38 (d, 1H), 7.95 (m, 1H), 8.14 (m,
1H), 8.46 (m, 1H).

38k V19| 32 A% (AAld P.4 WA P.7)
A P.4: 2-(3-F 229 d-2-Y)-5-EFEF L2 E-2-F e E-3-7l 21 d F28o|=

2=A, A%, Ax FY7 2 wgk iyt FejE gk 7004, 1-(3-FRE-2-9Y)-3-EEF e E-
1H-3 22 500 mg (2.02 mmol)S 7Ax HEZSZZFT 3 ml Sl &AAT. AdAd &) vlEGs|=2F
g T olaZzd vadg F2gel=e 2 M €9 2.0 ml stAA Arfsta, 1 Bk 8718 WxE Y7
AA YR =5 9o 20TAA fASY. WERE AAS L, EFES 23TAdA FER 208 B¢
WEHSEGITE. ojolA], ERES -5TE thA W¥HAY] 279 20% (w/w) &9 4.25 mlS e}
WA A7EsET. EFES 23TolA ZF2EES ska, FUEE 1A B9F 23T A wnkelqlth.  olo] wizf

TEY ke Edws W ARAIEL, R ol A7, 50T F7ER 30 §ek wikekgit
AAE oAl ofsf AASL, EF 1°i ARt F oaEs T8 AxAA #A SHFE 0.53 g& &
%= > 85% (& 84.6%) % F53FATE.

s7]9 9@ =48 1H-NMR (400 MHz, CDCls): & [28H = 7.43-7.54 (m, 2H), 7.93 (d,
1H), 8.52 (m, 1H).

AAld P50 2-(3-FRET Y H-2-U)-5-M FA|-2H-F #E-3-7t 2R d FRje|=

SEA, Au, A Fo7 2 gk iz e 9k 871004, 1-(3-FR2-2-1 g d)-3-EYEF Y-
H-72& (2.0 g, 0.01 mol)S A2 1,2-guEA]E (15 mL) Foll &3lA171a, 0CE YA AT, A"
o3 olxZ 2 wiadg F2Fo|= (HEHS|=2F 2 M &N 11.4 L) B w¥kebHA AHrsta, 1 5
o 8715 WEE YAAA UF 55 5C vvtox {A 88t A7) REoA A7 §, EF4d T 227
o] 20% (w/w) €9 (17 mL)& WHESIHA H715Ielth. EFE S 23CE 7fHES dta, A0 F71E 14]
b Eeh wwkeglth,  olol] weEl 5% whg 2 %
F7FE 30 Fob wuksl. uAlE

ZAA ZA S3HE 0.63 g8 T5

43 AR GHE Gl2RUW Sl ¢ Yk
UPLC-MS: 1.170 min, M = 218

AAd P.6: 2-(3-F 229 d-2-YU)-5-ETEF L2 e-2-FeE-3-7l 21 d F2go|=
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[0893]

[0894]

[0895]

[0896]

[0897]

[0898]

[0899]

[0900]

[0901]

[0902]

[0903]

[0904]

[0905]
[0906]

[0907]

ZIHSd 10-2014-0064849

2=A, A%, AL FYT 2 wRF vt FElE 9hg 874, 1-(3-FRE-2-T ) -3-W S A -1H-T] 2HE
(2.00 g, 8.08 mmol)S AZF HEHS=RF (15 mL) ol &aiA17]a, 0CE YA AT, AlbA o 23] o]
AxRd vl F2g0E (HEH=2FH F 2 M £ 8.1 L, 16 mol, 2.0 FFH)E wstdr 27}
aal, 1 Fsh 8712 WxE Y4AA YR 2xE2 5T nvte s fAEHT. A7) 2XdA 347§, ukg
2ES 74 T 229 20% (w/w) &4 (13 mL)o] AR WZte §Ho= &Vx, 1 ¢ £EE 05T
ko 2 et 15% §, WxE AAsIAL, old wep F53 vhg %@%% S AxA7|a, HERER
Wk ol AgsiAlZaL, F7IR 58 Feh wHtedth. uAE O%JJroﬂ ofsf =

5

S Fut AXAA EA 3EE (2.66 g, 106%) >
951\

1H-NMR (400 MHz, CDCls): 3 [@EH = 7.43-7.54 (m, 2H), 7.93 (d, 1H), 8.52 (m, 1H).

AN P.7: 2-(3-F 229 d-2-Y)-5-EFEF L2 E-2l-F e E-3-7l 21 d F28o|=

XA, Au, Ah Fd7 © o whk Byt FejE wg g7, 1-(3-FR2-2-¥ 8 Y)-3-H 5 A -11-1 2=
(2.00 g, 8.08 mmol)S 7= EﬂE B =ZES (15 mL) ol &3A7]aL, 0CE2 WZIA ALY, AlfA e 23] <

ste)Eate] o4 ed viavlg F2del= A8 (HEH}S=ZFS T 1.3 M €9 12.4 nL, 16 mmol, 2.0 F
g wukstEA Arhsta, o B 8718 WERE ¥AAA YR £55 20T nger fXsgn. 4] 2
mﬂH A7 &, T E3ES %Eﬂ Z 29 20% (w/w) £ (13 nl)9 AFd ¥Zdd gaog 27|
S LEE 5C mvte g {AEGt. 2% §, WEE AAsta, old wE 5% v EFES T A
ZA7]5, fERade Fol ALdAI7|aL, FIIE 5% e ﬂ*i%}ain}. AAE ool oz AAstaL, TlE
Zvjgtez AFednt. Fet ARES T A=AA 2A IFE (1.75 g, 709)S FEINeH, o5 &

Jl-> HU

SAol 7k AAl glel Ahgailt.

TH-NMR (400 MHz, CDClz): 3 [2 €} = 7.43-7.54 (m, 2H), 7.93 (d, 1H), 8.52 (m, 1H).

Az AA

shab2] 19] et Alx (AAld S.1 WA S.158)

AN S.1: 2-obr w52 2 -N-(T W E- A ~% 3} 2] @)-3-m -l Zoln] =

222 e (40 nl) & 6-FZ2-8-v"-11-3, - A E-2,4-1] 2 (3.0
g <3F &HolE (2.25 g, 8.93 mmol, 0.70 F) % 5

I Akedlt. EFES 15402 5¢ wwela, o] W 28 Wlen, F¢ —Hs}aﬁu}. g
FREvgos FEF3a, §e §7] & FAUEF HolA Bx:A7|a, A
27t A ol Zes-ARvtEadge] o8 GAsle] FA B (2.63 g, 84%)S FE5IAT.

8t719] 21§ 543 HPLC-MS: 1.855 min, M = 245.00.

A6 $.2a0 2-0bn] 52 R Z-N-(H] -2~ D Z 2 g~ )\ - Z vhd 2] §)-3-v -] Zopu) =

g2 29 e (40 nl) T 6-F 2 2Z-8-wE-11-3, 1-MFAA-2 4-t] (3.00 g, 12.8 mmol)2] FNof 2-2of A
Hl2-2-vezed &uE &9 °]E (3.76 g, 8.93 mmol, 0.70 B) L ZF tert-F=#olE (1.58 g, 14.0
mmol, 1.10 &) E #H7tetlch. Ed=S 1. 5/\12& Fob matetar, o] w & Hrlstal, F&
T4 TE UEREWEoR FE31, T fV] T FAUEF A dxRA7I, JIF sl FFAZA.
FES At A oA ZHisl-TErtE gl o5 FAlste] xA 3ot (2.89 g, 69%)S F53H3ATH.

87140 21g 542k 1H-NMR (400 MHz, DMSO-ds): 8 [2EH = 1.04 (m, 12 H), 2.06 (s,
3H), 2.96 (m, 2H), 3.01 (m, 2H), 6.62 (br. s, 2H), 7.03 (s, 1H), 7.72 (s, 1H).

A6 S.2b: 2-0b] o522 2 N-(8] A-2-v e Z e -\ &g el w)-3- g -l Zojn] =

2= DNSO (100 mL) = 6-F2E-8-WE-1H-3, - ZFAZ-2 4-T]-& (12.17 g, 0.06 mol)9] &M 22 H
2-2-vE X2 d &yg &E¥olE (14.56 g, 0.04 mol, 0.70 B=) %L EE o}7l (9.19 nL, 6.67 g, 0.07

mol, 1.15 F&)<S H7leivh. EdES 4.543F gt wukgk s, W Arlediv. £des HEEs
Hgorw FEska, @3 7] S& FAUEF ol dxA7|a, A stel AT, AFES dHER
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[0908]

[0909]

[0910]

[0911]
[0912]

[0913]

[0914]

[0915]

[0916]

[0917]

[0918]

ZIHSd 10-2014-0064849

Azl elsle] TAl 3FE (8.3 g, 46%)S 533

sk716 olg B3 H-NMR (400 MHz, DMSO-dk): 5[ EH = 1.04 (m, 12 H),
2.06 (s, 3H), 2.96 (m, 2H), 3.01 (m, 2H), 6.62 (br. s, 2H), 7.03 (s, 1H), 7.72 (s, 1H).

AAe) 8,30 2-opu]w-5-F R 2N-(Hol -\ -2 shd ] §)-3-v P-wl Zoju] =

Fo zadd JtERY0lE (30 nl) F 6-FE2-8-WE-11-3, 1-H1FA7-2,4-192 (2 g, 0.01 mol)e] &Hd

Ao|A n2-2-dd £3F &HolE (2.04 g, 0.01 mol, 0.70 %%k) 2 Egod of7l (1.38 mL, 1.0 g,

0.01 mol, 1.05 gah) S Hrlegdn). ESES 4.547F ToF waksl the, HlgRo] AypEdt. RS oZ

zRgor FE3ha, F %71 a3 S‘%@JrE =S S

22 AgHgste 1= 1 3}k
3719l 94§ 5433 'H-NMR (400 MHz, CDCls): 5[9EH = 1.39 (t, 6 H), 2.13 (s,

3H), 3.02 (q, 4H), 5.95 (br. S, 2H), 7.01 (s, 1H), 7.98 (s, 1H).

A e S 41 2-0pn| -3 5T F 2 Z-N-(H]|A-2-WEd 22—\ -&vpdgd)-d=ojn| =

FA shehEs Al 8,39 W} FARsHAl AlzsHI

a7l o % 5433 'H-NMR (400 MHz, DMSO-ds): 5[] = 1.23 (d, 6H), 1.38
(d, 6H), 3.42 (m, 2H), 7.02 (br. s, 2H), 7.41 (s, 1H), 7.95 (s, 1H).

A S 1A Sl AR el oa), d7] ® C.lel fokE R = HQ 317] 3eH] [a9] FES Az
A

<z}8hA] Ta>
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[0919]

[0920]

[0921]

[0922]

[0923]

[0924]

[0925]

[0926]

[0927]

[0928]
[0929]
[0930]
[0931]
[0932]
[0933]
[0934]
[0935]
[0936]

[0937]

<E C.1> R = 19 884 [a9] 33t
e R? R2 R3a R%® | HPLC/MS (*84)
S.3 CzHs CzHs CHs | CI |2.159 min, m/z = 273.0 (A)
S4 | CH,CH(CHa), | CH,CH(CHs)2 | ClI cl
S5 CH(CHa), CH(CHa)2 cl Cl | 3.346 min, m/z = 321.05 (A)
S.6 CoHs CoHs Cl Cl 2.821 min, m/z = 292.9 (A)
S7 CHz-c-Pr CHaz-c-Pr CHs Cl 1.191 min, m/z = 325.5 (B)
S.8 CHaz-c-Pr CHa-c-Pr Cl Cl 1.391 min, m/z = 320.8 (B)
S.9 CHz-c-Pr C2Hs CHs Cl 1.197 min, m/z = 299.1 (B)
S.10 CHa-c-Pr CH(CHa)2 cl Cl | 3.200 min, m/z = 333.0 (A)
S. 11 CHa-c-Pr CH(CHa)2 CHs Cl 2.433 min, m/z = 313.0 (A)
S.12 C2oHs C2oHs CF; Cl 3.218 min, m/z = 327.00 (A)
S.13 CoHs CoHs CFs; Br | 3.291 min, m/z = 372.90 (A)
S.14 CoHs CoHs Br Cl 2.980 min, m/z = 338.90 (A)
S.15 C2Hs C2Hs Cl Br | 2.970 min, m/z = 338.90 (A)
S.16 CH(CHa)2 CH(CHa)2 CFs | Cl |3.604 min, m/z = 355.05 (A)
S.17 CH(CHa), CH(CHa), CFs | Br |3.677 min, m/z = 400.95 (A)
S.18 CH(CHa)2 CH(CHa)2 Br Cl | 3.390 min, m/z = 366.95 (A)
S.19 CH(CHa)2 CH(CHa)2 Cl Br | 3.381 min, m/z = 366.95 (A)
$.20 CH(CHa), CH(CHa)> Br Br | 3.409 min, m/z = 410.90 (A)
S.21 CH,CH,CHs CH,CH,CH3 CHs Cl 1.046 min, m/z = 301.1 (B)
S.22 CH>CH2CH3 CH>CH,CH3; Cl Cl 3.441 min, m/z = 320.95 (A)
S.23 CoHs CoHs Br Br 1.102 min, m/z = 383.0 (B)
S.24 CH(CHa), CH(CHa)2 CHs; | CI | 2510 min, m/z = 301.05 (A)
CHz-c-Pr=CH-AE2x==29g

2AAldl S 1 WA S.39] 71" W) e, str] E C.20] Q.9okH

S.158%

¥ C.200A 317

Az = dAd.

mp: §H

R”-1: CH(=N-OCH,)

ok
o

R"-2: 3-3]2}&-11-4

R"-3: CH(=N-NHCH,CF)

R"-4: CH[=N-N(CHy)s]

Me: ®W¥&

OMe: ™SA]

Et: o=g

3-Me-2-Bu: 3-wlg-2-%-¢

3-Me-1-Bu: 3-#lg-1-%-€

n-Bu: n-F¥

2-Bu: 2-%-¢€

n-Pe: n

1=}

=
lf,_:]
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[0938]
[0939]
[0940]
[0941]
[0942]
[0943]

[0944]

[0945]

[0946]

n-Hex: n-32

2-EtHex: 2-cld &4

cPr: NEF2ZEY

cBu: A|E=E
cPe: A EF=E

9-C1-5-Tp: 2-Z = =-5-E ¢ 9

4-F-Ph: 4-EF 2 2Hd

<E C.2> R = 19l 884 [a9] 332 (8%

& S.25 WA S.158)

# R R2 Rsa R3b
S.24 Et Et Me NO2
S.25 Et Et Me 2-CI-5-Tp
S.26 CHa-c-P Et Me Cl
S.27 3-Me-2-Bu 3-Me-2-Bu Cl Cl
S.28 i-Bu i-Bu OMe CN
S.29 Me n-Pr Me Cl
S.30 CHa-c-Pe CHa-c-Pe Me Cl
S.31 Et Et Me F
S.32 Et CH2-c-Bu Cl Cl
S.33 4-F-Ph Me Me CN
S.34 CH2CH2SCH:2 Me Cl
S.35 n-Hex n-Hex Me Cl
S.36 CH2CH>OH CH>CH20OH Cl Cl
S.37 i-Pr i-Pr Br CF3
S.38 3-Me-2-Bu 3-Me-2-Bu Me Cl
S.39 i-Pr i-Pr Me Cl
S.40 (CHz)2-c-Pr (CH2)2-c-Pr Me CN
S.41 i-Pr i-Pr Cl CN
S.42 i-Pr i-Pr Me F
S.43 n-Pe n-Pe Me CN
S.44 3-Me-1-Bu 3-Me-1-Bu Me Cl
S.45 i-Pr c-Pr Cl Cl
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[0947]

R’\ RZ R3a RSD
S.46 Me Me Me |
S.47 CH2-c-Pr i-Pr Cl CN
S.48 Et Me Me |
S.49 Et Et Me CH(=N-OH)
S.50 CHz-c-Pe CHz-c-Pe Cl Cl
S.51 Et c-Pr Cl Cl
S.52 CHa-c-Pt Et Me CN
S.53 CH2CH2CH2CH:2 Me CN
S.54 CH2-c-Bu Et Me CN
S.55 Et c-Pr Me Cl
S.56 CH2-c-Bu CHz-c-Bu Me CN
S.57 Me Me c-Pr Cl
S.58 (CHz)2-c-Pr Et Me Cl
S.59 i-Pr i-Pr OMe Cl
S.60 n-Pe CH2CH20H Me Cl
S.61 Et Et Me R3b-1
S.62 Et i-Pr Cl Cl
S.63 2-EtHex 2-EtHex Cl Cl
S.64 i-Bu i-Bu Cl Cl
S.65 Et Et Me CN
S.66 CHz-c-Pe i-Pr Me Cl
S.67 CH2-c-Pe i-Pr Cl Cl
S.68 n-Hex n-Hex Me CN
S.69 Et CH2CHz-c-Pr Me CN
S.70 Et Et Me R3b-2
S.71 Et Et c-Pr Cl
S.72 CHz-c-Pe Et Cl Cl
S.73 CHa-c-Pr CHa-c-Pr Cl CN
S.74 CH2CH2CH2CH:2 Me Cl
S.75 CHz-c-Bul i-Pr Me CN
S.76 Et CH=CH2 Me CN
S.77 n-Pe n-Pe Me Cl
S.78 Et Et Me Br
S.79 Me Me Me CN
S.80 CH2CH2CH2CH2CH2 Me |
S.81 CH2CH2CH2CH2CH2 Me CN
S.82 Et Et Me 3-0]&ALEY
S.83 i-Pr (CHz)2-c-Pr Me Cl
S.84 i-Pr i-Pr Et Cl
S.85 Et Et Et Cl
S.86 i-Pr c-Pr Me Cl
S.87 CH2CH2CH2CH:2 Br Cl
S.88 Et Et Br CF3
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[0948]

R1 RZ Rﬁa R3b
S.89 i-Pr i-Pr Me NO:2
S.90 3-Me-2-Bu Et Cl Cl
S.91 (CHz)2-c-Pr i-Pr Me CN
S.92 Et Et Me Cl
S.93 i-Pr i-Pr Me 3-0]&A1EY
S.94 CH2CH20H n-Pe Me CN
S.95 (CHz)2-c-Pr Et Cl Cl
S.96 Me 4-F-Ph Me Cl
S.97 i-Pr i-Pr Cl CH(=N-OH)
S.98 CHa-c-Bu i-Pr Cl Cl
S.99 Me n-Pr Me |
S.100 i-Bu i-Bu c-Pr Cl
S.101 2-EtHex 2-EtHex Me CN
S.102 Et Et Me R30-3
S.103 2-Bu Me Me Cl
S.104 CH2CH2SCH: Me CN
S.105 (CHz)2-c-Pr i-Pr Me Cl
S.106 Me 4-FI-Ph Me |
S.107 (CH2)2-c-Pr (CH2)2-c-Pr Cl Cl
S.108 n-Pe n-Pe Cl Cl
S.109 i-Pr CH(CHs)-c-Pr Cl Cl
S.110 3-Me-1-Bu 3-Me-1-Bu Me CN
S.111 (CHz)2-c-Pr (CHz)2-c-Pr Me Cl
S.112 i-Pr i-Pr Me CH(=N-OH)
S.113 Me Me OMe Cl
S.114 2-EtHex 2-EtHex Me Cl
S.115 Et Et Cl CN
S.116 n-Pe CH2CH20OH Me |
S.117 Me Me Et Cl
S.118 CHa-c-Bu i-Pr Me Cl
S.119 (CH2)2-c-Pr i-Pr Cl Cl
S.120 i-Bu i-Bu Et Cl
S.121 n-Hex n-Hex Cl Cl
S.122 i-Pr i-Pr Me |
S.123 CH2CH20OH CH2CH20OH Me CN
S.124 2-Bu Me Me CN
S.125 CH2CH:CI Et Me |
S.126 CH2-c-Pr Et Cl CN
S.127 CH2-c-Bu CHaz-c-Bu Cl Cl
S.128 CH2CH2SCH:2 Cl Cl
S.129 CH2CH.SCH: Me |
S.130 Me Et Me CN
S.131 Et Et Cl CH(=N-OH)
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[0949]
[0950]

[0951]

[0952]

[0953]

[0954]

[0955]

[0956]

ZIHSd 10-2014-0064849

# R! R2 R3a R3b
S.132 CH2CH2CH2CH2 Cl Cl
S.133 Et i-Pr Me Cl
S.134 i-Bu i-Bu OMe Cl
S.135 Me Me OMe CN
S.136 CHa-c-Bu Et Me Cl
S.137 CH2CH2CH2CH:2 Me |
S.138 CHa-c-Pr Et Cl Cl
S.139 i-Pr i-Pr Cl CF3
S.140 CH2CH20OH CH>CH>OH Me Cl
S.141 CHa-c-Pe CHz-c-Pe Me CN
S.142 Et Et Cl CF3
S.143 Et Et OMe Cl
S.144 i-Pr i-Pr Me Br
S.145 Et Et Me R3v-4
S.146 i-Pr i-Pr Me 2-CI-5-Tp
S.147 Et 3-Me-2-Bu Me Cl
S.148 i-Pr i-Pr Me CN
S.149 Et Me Me Cl
S.150 CHa-c-Pe i-Pr Me CN
S.151 i-Pr i-Pr c-Pr Cl
S.152 CHaz-c-Bu CHz-c-Bu Me Cl
S.153 i-Pr 3-Me-2-Bu Me Cl
S.154 Me Me Cl Cl
S.155 3-Me-1-Bu 3-Me-1-Bu Cl Cl
S.156 i-Pr 3-Me-2-Bu Cl Cl
S.157 n-Pr Me Me CN
S.158 Me Me OCHF2 | CI

stsba) vel shgtEe] Al (dAle 1 WA 5)
AN lar 2-(3-ZRE-2-9 ) N-[2,4-0 2R 2-6-[(Flollg- A -Evhd el e k2 nta )6 ) -5- (e E

© 20|} E-3-7h2 3 2o =

7Y (30 nL) F 2-o}n]|x=-3,5-T] F &2 Z-N-(T] 9l og-\ '~z ad e d)w =eln = (8,82 g, 25.6 mmol)9] & ol
N,N-tjHdoln = gl (312 mg, 2.56 mmol, 10.0 mol%)S ZH7FsFAtt. 90CAA, &9 (50 mL) = 2-(3-
Zzz-2-9g49)-5-(EgZFozva)dgdE-3-7t21d F2Zgo]= (10.90 g, 29.12 mmol, 1.100 B &

e A, EHEE 10 S lH. SRS QAL AE el SRR B2 e
3, BRES Y ohHcER FEAY. @ 47 $2 B L 95 Afen, PIER A4 Az
A3, Astata, AF sl $HFAZAT. A A A Fed-azrteadiei BA AEE (412 g,

28%) & 53kt

8719 2% 545 H-NMR (400 MHz, DMSO-ds): & [4EH = 1.13 (t, 6H), 2.91 (m,
2H), 3.08 (m, 2H), 7.67 (dd, 1H), 7.77 (s, 2H), 7.89 (s, 1H), 8.22 (d, 1H), 8.51 (d, 1H),
10.73 (s, 1H).

ARl b 232229 D)N-[2,4-0 2226 (ol E-\ - W) |5 (2e 55
o2 e) e E-3-7he B ot =

= SR (7.78 g, 56.3 miol, 1.10 @) 2 2-olu]w-3 5-t) 22 2-N-(tled-A %5y
Zolr|= (15.00 g, 51.16 mmol)2] &Aoo 60CAA EFA (55 mL) & 2-(3-F2=2-2-3H)-5-(E

ZHe)ygE-3-7t28d F2gol= (17.62 g, 51.15 mmol, 1.000 B&)e &ANS Hrlsigdet. A7)
L5AIZE &, EHES W27, ES H7bsksih. *ME] HAHAES Aol o8 +=H5t2, & %
=22 AFea, AzAA B4 3gE (18.73 g, 65%)S 5319t}

=
o
(o]
=]
<
of

J

i
2 %o

2

2 orlo Mo i
o bt ok @

2
ol

8719 ¢ 548 'H-NMR (400 MHz, DMSO-ds): & [REH = 1.13 (t, 6H), 2.91 (m,
2H), 3.08 (m, 2H), 7.67 (dd, 1H), 7.77 (s, 2H), 7.89 (s, 1H), 8.22 (d, 1H), 8.51 (d, 1H),
10.73 (s, 1H).
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[0957]

[0958]

[0959]

[0960]

[0961]

[0962]

[0963]

[0964]

[0965]

[0966]

[0967]

[0968]

[0969]
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AN 1c: 2-(3-Fmz-2-989)-N-[2,4-T] F22-6-[ (] D-\ -z d g )72 ndd |9 d]-5-( =] S
L 2dE)H g E-3-7t2 8 nopr| =

gz =2de (50 mL) £ ©2H2F (7.06 g, 50 mmol, 1.50 9&F) 2 Z—O}U]i—3,5—ﬂ§ii—N—(ﬂOﬂ‘:‘/‘j_—)\4—%
gd gl =olu= (9,98 g, 34.05 mmol)e] FErMo] Ao tZ22Wer (50 mL) T 2-(3-F22-2-3]7
D)-5-(Eg|Z 2o ave) g E-3-7l2Rnd Z=2elo]= (13.8 g, 37.8 mmol, 1.10 F&)o] &AS A7},
A7) ZoA 3AIZ F, uAE AHsta, ES oyEd ey, ERES YEERIveoes F&E31a,
Na,S0, AollAl AZAIAY. 73t & AHRES JAF o §FA71a, JAE LAE tod de=zHE 4
Aslale]l A FE (10.1 g, 52%)S TS89},

3714 &g 543 H-NMR (400 MHz, DMSO-dk):

S[2EH = 1.13 (t, 6H), 2.91 (m, 2H), 3.08 (m, 2H), 7.67 (dd, 1H), 7.77 (s, 2H),
7.89 (s, 1H), 8.22 (d, 1H), 8.51 (d, 1H), 10.73 (s, 1H).

AAe] 1d: 2-(3-Zz2-2-99)-N-[2,4-T] F22-6-[ (] D-\ -z ad gl d) 72 ndd |9 d]-5- (=] S
L 2dE)d g E-3-7t2 8 ol =

Oz aue (10 oL) & S42E (1.42 g, 10 mol, 1.50 9) 2 2-ojn] -3 5-t]Z 2 2-N-(to|&D- A -2
spdglgh)wl=oln = (2.00 g, 6.83 mmol)e] AEdo| Ao CEZ2HE (5 nL) T 2-(3-F2=2-2-3|7
)-5-(Eg|ZEoave) g E-3-7l2rnd Z2elol= (2.77 g, 7.59 mmol, 1.10 F&)eo] &AS A7} ).
A7) 2&olA 24 &, IAE AqTetal, &8 AFEd HUEIY. EFES HEREdgoR FE3)a,
Na,S0, “gell Al A=A AT, A8 & AqAES FAF st 51713, AHdE TAE vl oH=25HE 2
Aslale]l A FE (2.6 g, 67%)S 535t}

3t719 &1 543 TH-NMR (400 MHz, DMSO-ds):

S[2EH=1.13 (t, 6H), 2.91 (m, 2H), 3.08 (m, 2H), 7.67 (dd, 1H), 7.77 (s, 2H),
7.89 (s, 1H), 8.22 (d, 1H), 8.51 (d, 1H), 10.73 (s, 1H).

AN le: 9-(3-222-9-372])N-[2.4-U) 22 2-6-[ (L] D=\ S Iy} 2 1m0 |5 U |-5-(E ] S
S ze) 3 ehE-3-7t2 ol =

SPAEUED (100 nl) = BAMZE (8.08 g, 58.5 muol, 1.50 @) 2 2-o}m -3 5-t] F 2 2-N-(t]of&- A -
svpde|d) ol = (11.43 g, 38.98 mmol) o] @E Qo] A2elA ofEYED (50 nl) ¥ 2-(3-22=2-2-9]
ge)-5-(EfEFoave)vatE-3-7t2d F2go|= (15.8 g, 43.31 mmol, 1.10 F&) 9] &94& H7l8kA
o g7 emelA 6AE F, nAE sttt A4E MBS B AL, NaS0, A AEAATH
odusl T oIEL AT o] A7, AANE DAZ to|Axed ouzzie AAI}Ete] ¥A| =
(19.53 g, 88%)S F5313it}.

37190 @ ¢ 543 'H-NMR (400 MHz, DMSO-db):

S[ZEH =1.13 (t, 6H), 2.91 (m, 2H), 3.08 (m, 2H), 7.67 (dd, 1H), 7.77 (s, 2H),
7.89 (s, 1H), 8.22 (d, 1H), 8.51 (d, 1H), 10.73 (s, 1H).

AN 220 2-(3-FR 2292 D) N-[2,4-0) B2 2-6-[ (1) 2- 2z A e )Tk e 9 ] 5 (=
2250 2ue)s 2537k s solu mo) G4
E 2o

-aadgd) =oln = (2,05 g, 5.87 mmol)e] &AEN] 60T EF< (20 nL) F 2-(3-F2=E-2-v74d)-

S-(EgZFoade)daE-3-7t21d FEFolE (2.02 g, 5.87 mmol, 1.00 )] &AS Hrlsiqdo. A

EoA 458 &, EFES YAANTIL, ES HUPET. AAGE AHES o 9 sk, B %
Shal

EFdoz MFsta, AXRAA FA 3E (3.07 g, 84%)S 5390,

e

st714l 9% 543 UPLC-MS: 1.395 min, M = 602.1
AN 2b: 2-(3-F22-2-7 7] Y)-N-[2,4-T] F R 2-6-[ (W] 2-2-Z 2 -\ -Lad e d) A2 | Hd]-5-(=
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[0970]

[0971]

[0972]

[0973]

[0974]

[0975]

[0976]

[0977]

[0978]

[0979]

[0980]

[0981]

[0982]
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EFEMY)FeE-3-7t2 R 2ol = o] A

T 228 JF2RYO)E (20 nl) F 6,8-TIF22-1H-3, 1-9FA-2,4-1] & (2.50 g, 10.8 mmol)2] &<
o Ao Hjx-2-vEZad SulE % ] ] (2.75 g, 7.53 mmol, 0.70 =) Z Egldd o}l (1.14 g,
11.3 mmol, 1.10 9= <S ﬂﬂﬂ‘ﬁﬂr THFES 3AZE B wRksgith. ANE EFE F 1/3S ME RS
Eotads H7)3, agE FE W) ALS ﬂ@ﬂr

A7) FEG 2-obn -3 5T F R B2 N-(H] A-2-Z 2 -\ -Eaded) M=ol =e] & (6.7 ul; ~3.6 miol)
o] golo] Ao &ZEF (0.60 g, 4.3 mmol, 1.20 FF) L EF (10 nL) F 2-(3-F=Z=2-2-92d)-5-
(EgjEFoave)vaE-3-7t21nd FZegto]= (1.34 g, 4.31 mol, 1.20 )] §A4& FHrlsigick. A7)
SOl 6A1ZF -, ERES =oll Bal, 253AY ol A% CuheRE AEElth. AdE AAES A%
of o] FFsta, & B folaxad oH=ZR AFsta, AXRAA #ZA SHEE (1.29 g, 60%)S 533

g79) 9% 543 1H-NMR (400 MHz, DMSO-ds):
5[2EH =1.18 (d, 6H), 1.22 (d, 6H), 3.30 (m, 2H), 7.68 (dd, 1H), 7.75 (m, 2H),
7.81 (s, 1H), 8.21 (d, 1H), 8.54 (d, 1H), 10.76 (s, 1H).

AN 3a: 2-(3-2 2 2-2-9] e )N-[2- W E-4-F 2 2-6-[ (0] 2-2-F 2T )\ -Zd el st 2 e el | g ]-5-
(ER|EF o 2ve)et&-3-7t2 5 olu| = o] &4
E]aiiUﬂE‘r (20 mL) & ©2F2E (1.79 g, 10 mmol, 1.30 F&) @ 2-opn|=-3-wE-5-F 2 Z-N-(H] ~-2-2
29- ) -Eadgu)u=ol = (3.00 g, 9.97 miol)9] @EFAe] Ao TZEIdE (10 nl) F 2-(3-2=
2-2-9¢d)-5- (EaleT 2He)dgE-3-7t21d ZF2eol= (4.000 g, 10.97 mmol, 1.10 T NS
A7FI T, A7) 2EollA 2413 &, uAE A3k, AAE A ES EZ AFEAL, NaS0, el A
ZAFRL. q3E T qRES JF S FHEA7L, AAE 2AE HolaZ a2l JHEZRERE AH 35
Ezﬂ gl‘ULD (3.1 g, 54%)E T—va‘}'%‘\q-

st71el 21 543 UPLC-MS: 1.303 min, M= 574.3

AN 3b: 2-(3-FRE-2-vd)N-[2-HEd-4-F 2 2-6-[ (M A-2-Z e\ -Zrd )72 rd | Hd]-5
(Eg|Z2 90 2ve) 1 g}&-3-7l2 B ~olu| = 9] &4

gZzzve (300 nL) 5 wAHZEE (126.01 g, 911.76 mmol, 1.30 @&) % 2-o}n|=-3-wE-5-F 2 2-N-(H]
soo-mga- )\ Zupdela)zoln = (211 g, 701 mmol)e] o] Ao TIZEEue (200 nl) & 2
(-Fzz-2-9ed)5-(ER e T e i) vehE-3-7hand FReel= (256.78 g, 771.49 mwol, 1.10 3
#F)ol gae WArlEit. A7) XA 2417 &, uAE onEit. A" eSS BZ AHsa,
Na,S04 el A AzAZTH, of3gh &, Ad3Es T ol wF5A71, APE ZAE to|hxzd dyar
HE AAstste] A 5HEE (344.2 g, 85%)S 53T

8719l 2% 5443 UPLC-MS: 1.303 min, M= 574.3

I A o] da: 2-(3-ZR2-2-3]2°)-N-[2-WD-4-ZF 22 -6-[(t]o] D=\ -ZF D e szl | Hd]-5-(Ea =
S zudE)yetE-3-7l2 5 xolu = (3FE Va-1)
v

it

[k

4 2R UY0lE (20 nL) & BAH2E (0.71 g, 10 mmol, 1.3 @) % 2-ojn|x-3-w|E-5-F 2 Z-N-(T]
AN-sshdeu)Mzoln) = (1.42 g, 3.96 mmol)9] Erele] ALoA mzdddl FEHdo]E (10 nl) =
2-(3-Fzz-2-7gd)-5-(EgZZ o 2ye)Fz&-3-vt2rnd Z2go]= (1.35 g, 4.35 mmol, 1.10 B)9]
& A7FekA . A7) EolA 2447F 5, EFES B o, AY3 wd slo] oge 7 Avlo] e
ot ARE TAZS AT g FHERIL, o= &5 FA NAE (1.57 g, 73%)S kit

2

I

A=
S
=4
(3

ol o
NS

LCMS (*8¥ B): r.t. 1.19 min, m/z 546.1 (M+H)*; m.p. 189°C;
H NMR (500 MHz, DMSO) [€€}] : 10.87 (s, 1H), 8.53 (d, 1H), 8.22 (d, 1H), 7.75 (s,
1H), 7.65 (m, 2H), 7.40 (s, 1H), 3.09 (m, 2H), 2.92 (m, 2H) 1.15 (m, 6H).

AN b 2-(3-FRE-2-9 2 D)N-[2-WD-4-F 2 2-6-[ (ol F- - v )72 md |6 d]-5-(Ee] &
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[0983]

[0984]

[0985]

[0986]

[0987]

[0988]

[0989]
[0990]
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79 20952 E-3-7h2 B ol =

ALo|A] olAEYUED (900 ml) & 2-(3-F22-2-7gd)-5-(EgZF o 2e)FgZ-3-7l2rd Z2go|=
(150 g, 435 mmol)9] &l €AFZEH (59 g, 427 mmol)S A7ISHAT. oAEYEZR (100 mL) F 2-oFv]) -

5-22 2N-(t]o] 9-% s e ¥)-3-m"-=olu = (117 g, 427 moD)®] §4& 147H vhel A7bskan, 1 Bot
EA Y7o 25-8Ce) g SRS S (SRF WA W), EFBE AolA 16417 EF wk
S, olold, Wg ERHERS WE EWE (5 Lo Ra, piE AT HCIL Al 782 2FAY. £
FES FUIR 2A7 e wusgnh. B wAg onstu, B2 AHsa, 37 sl ARAA = 44
(229 9 S5

= QB NS FH A (789 9F ohMEUED (2.6 L) T @RAAID, 60TNN Aol
A, 60TAA 1A Bk WU F, §942 W s YaAsm, 12 s FYE nAE ol
stgleh. el 300 L FEAE, YR WAL, 12 A8 G4 Tk wAF oAt @
F wAE Ahe ohMEUEDR Ay, 50CAH AF-0 A wh AxNA EA AYE (103 g,

89%)& A4 WA nA=A F5ESgeh. Ad 248 dSCol ol % X #E A5 (RPD) 4]
A BT, dlolE= Va-19] FH AE 4538 &

A 50 2-(3-FR2-2-3] 2 D) N-[2-vE-4-F 2 2 -6-[(F)-2-Z2d-\-Lodea) 7 2u R ]Hd]-5-(E
gZ2Z o 2 E)ygE-3-7l 28 ~olu| = (F3HE Va-2)

DMSO (700 mL) & H]Z=-2-o]x==2d «vlF &vo]E (192 g, 0.53 mol, 0.68 F)e] AEMo] F<= DMSO
(300 mL) = 6-F==E-8-vwd-1H-3, 1-H1ZAR-2 4-1]& (162 g, 0.77 mol)9] §NE 22T H7
A Eglogoelyl (117.4 mlL, 84,75 g, 0.85 mol, 1.1 @) 22TCA Hrlegt;. EI}ES 64 o
w3 oS W] Hrlslgt. ERES gEEEvuer Est, 3 f7] & AU EE M Ax
Al713L, ZE dtoll FFAIFAT. JRES YolAZET JEHIEZRE Astx st ®A =
FEIHATE.

3t7)d & 543 "H-NMR (400 MHz, CDCls): 5[€E}H = 1.40 (2 x d, 12H), 2.11

(s, 3H), 3.23 (m, 2H), 6.05 (br. s, 2H), 7.03 (s, 1H), 8.01 (s, 1H).
HPLC: r.t. 0.908, m/z 301.3

-
(<0
-

o

Ol
o
-0,
=

ruorU

o
i)
a
—~
-
oo
©
©
oQ

oo
[N}
=
=

E2d (80 nl) F WAMZH (9.73 g, 70.0 mnol, 1.10 B) B 2-ojv]-5-ZF 2 2-N-(t]o] 2x 2T\ -% 3}
de]d)-3-md-wl=oln]= (18.7 g, 62,4 mmol, 1.00 F3)e] e o] EF (40 L) T 2-(3-F==2-2-7
gd)-5-(EglZER e ade)dgE-3-7l2Rd F2eglol= (20.1 g, 64.1 mmol, 1.03 Tk LNLS 60Tl Al
A7Veldtt. 60TColA 358 &, vk IS Aeor WZAA7|a, EtOAc (50 mL) @ = (50 nL)E 34813

2 (50 mL), 0.1 M HCl (50 mL)E A&}, Na,S0, AellA AxA7)1, sE2AZAT. = AA

i)
o
N
o
o
i

HERiE Adgstste] EA SHE (24.4 g, 669% FEAAT. AW FIL DSC
S @ B RS R0 S8 LA, dlelEl Va2el Yl 18 AL

3710l 1§ S423k: 1H-NMR (400 MHz, DMSO-db): 5 [2EH = 1.20 (d, 6H), 1.30
(d, 6H), 2.15 (s, 3H), 3.30 (m, 2H), 7.41 (s, 1H), 7.62 (m, 2H), 7.80 (s, 1H), 8.22 (d,
1H), 8.52(d, 1H), 10.88 (s, 1H).
HPLC: r.t. 3.820, m/z 574.1

tlo

o

AR 1WA 5 A el S8 s] E T WA 1.5 8ok /] shehy v-A B VBl SR
=] .
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[0991]

[0992]
[0993]

[0994]

[0995]

[0996]

[0997]

[0998]

[0999]

[1000]
[1001]
[1002]
[1003]
[1004]
[1005]
[1006]
[1007]
[1008]
[1009]
[1010]
[1011]
[1012]
[1013]
[1014]
[1015]

[1016]

<ahep V-

R"-1: CH(=N-OCHs)

3b

R-20 3-3)gk=-11-¢
R"-3: CH(=N-NHCH,CF)
3b

R"-4: CH[=N-N(CHs),]

Me: #€E

OMe: ™SA]

Et: o€

i-Pr: olAX 23

i-Bu: olaxd
3-Me-2-Bu: 3-W|gl-2-%g)
3-Me-1-Bu: 3-vg&-1-%¥-¢
n-Bu: n-5€

2-Bu: 2-%-¢

n-Pe: n-9€

n-Hex: n-32

2-EtHex: 2-o& a2

2-Cl-5-Tp: 2-22=2-5-E) oY

4-F-Ph: 4-EF Q23

Q = NQl 834 Vael shaEolth.

o
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[1017]

[1018]

<E T.1> R 7} CFs0l

s}ek2] V-A9] 3}etE.

# t R? R2 R3a R3» MS | RT[min] | m/z

1 0 |Et Et Cl Cl A 3.450 565.90
2 0 [i-Pr i-Pr Cl Cl A 3.835 596.05
3 0 | CH2-c-Pr CHz-c-Pr Cl Cl B 1.518 620.0
4 0 |[i-Bu i-Bu Me Cl B 1.395 602.1
5 0 |Et Et Me NO2 B 1.19 557

6 0 | CHa-c-Pr i-Pr Me Cl B 1.372 586.1
7 0 |Et Et Me 2-Cl-5-Tp A 3.989 628.90
8 0 | CHz-c-P Et Me Cl B 1.372 600.3
9 0 | 3-Me-2-Bu | 3-Me-2-Bu Cl Cl B 1.488 652.1
10 0 |[i-Bu i-Bu OMe CN A 3.701 611

1 0 | Me n-Pr Me Cl logP: 3.2 [pH=10.0]

12 0 | CHz2-c-Pe CHz-c-Pe Me Cl B 1.500 654.3
13 0 |Et Et Me F B 1.114 530

14 0 |Et CH2-c-Bu Cl Cl B 1.344 607.9
15 0 | 4-F-Ph Me Me CN mp: 72°C

16 0 | CH2CH2SCH2 Me Cl A 3.631 561.95
17 0 | n-Hex n-Hex Me Cl B 1.58 660.4
18 0 | CH2CH20H | CH2CH20H Cl Cl B 1.064 600

19 0 [n-Pr n-Pr Cl Cl A 3.981 595.95
20 0 | CHa-c-Pr Et Me Cl A 3.714 571.95
21 1 | n-Pe CH2CH20H Me Cl

22 0 [i-Pr i-Pr Br CF3 B 1.350 674.00
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[1019]

# t |R R2 R3a R3p MS | RT[min] | m/z
23 0 | 3-Me-2-Bu | 3-Me-2-Bu Me Cl B 1.473 630.3
24 |0 |iPr i-Pr Me Cl logP: 3.3 [pH=10.0].
m.p: 142°C
25 0 | (CHz2)2-c-Pr | (CH2)2-c-Pr Me CN B 1.376 617.5
26 0 |i-Pr i-Pr Cl CN B 1.262 585.3
27 0 |i-Pr i-Pr Me F A 3.400 558
28 0 | n-Pe n-Pe Me CN B 1.443 621.5
29 0 | 3-Me-1-Bu | 3-Me-1-Bu Me Cl B 1.491 630.4
30 0 |i-Pr c-Pr Cl Cl B 1.282 593.8
31 0 | Me Me Me | logP: 3.2 [pH=10.0];
m.p: 165°C
32 |0 |CHxcPr |iPr cl CN B [1271  |5071
33 0 | Et Me Me | logP: 3.3 [pH=10.0];
m.p: 181°C
34 1 | Et Et Cl Cl B 1.242 584.2
35 0 | Et Et Me CH(=N-OH) | A 2.94 555
36 0 | CH2-c-Pe CHz-c-Pe Cl Cl B 1514 676.2
37 0 |Et c-Pr Cl Cl B 1.253 578.1
38 0 |i-Pr i-Pr Br Cl A 3.630 639.90
39 0 | CHz-c-Pt Et Me CN B 1.310 591.4
40 0 |i-Pr i-Pr Br Br A 3.665 683.90
41 0 | CH2CH2CH2CH2 Me CN m.p: 194°C
42 0 | CHz-c-Bu Et Me CN B 1.282 577.4
43 0 |Et c-Pr Me Cl B 1.238 558.0
44 0 | CH2-c-Bu CHa-c-Bu Me CN B 1.390 617.2
45 0 | Me Me c-Pr Cl A 3.385 545
46 0 | (CH2)2-c-Pr | Et Me Cl B 1.311 586.4
47 0 |i-Pr i-Pr OMe Cl A 3.343 592
48 0 | n-Pe CH2CH>-0OH Me Cl logP: 3.6 [pH=10.0];
m.p: 133°C
49 0 |Et Et Me Rse-1 A 3.205 570
50 0 |Et i-Pr Cl Cl B 1.303 581.8
51 0 | 2-EtHex 2-EtHex Cl Cl B 1.679 4614
52 0 |i-Bu i-Bu Cl Cl B 1.408 623.8
53 0 | Et Et Me CN B 1.179 537.3
54 0 | CHz-c-Pe i-Pr Me Cl B 1.395 616
55 0 | CHz-c-Pe i-Pr Cl Cl B 1.401 636
56 0 | n-Hex n-Hex Me CN B 1.534 649.2
57 0 | Et CH2CHa-c-Pr | Me CN B 1.264 577.4
58 0 |iPr i-Pr Cl Br A 3.710 639.90
59 0 |Et Et Br Cl A 3.633 611.85
60 0 | Et Et Me R30-2 A 2.896 578.00
61 0 | Et Et c-Pr Cl A 3.580 573
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[1020]

# t |R! R2 Rsa Rsb MS | RT[min] | m/z
62 0 | CHz-c-Pe Et Cl Cl B 1.385 620.2
63 0 | CHa-c-Pr CHa-c-Pr Cl CN B 1.287 609.1
64 0 | CH2CH2CH2CH2 Me Cl A 3.481 544.05
65 0 | CHz2-c-Bul i-Pr Me CN B 1.306 5914
66 0 | Et CH=CH:> Me CN m.p: 60°C
67 0 [ n-Pe n-Pe Me Cl B 1.492 630.4
68 0 |Et Et Me Br B 1.225 592
69 0 | Me Me Me CN m.p: 225°C
70 |0 |Et Et Br Br B [1218 [6559
71 0 | CH2CH2CH2CH2CHz Me | logP: 3.6 [pH=10.0];
m.p: 215°C
72 0 | CH2CH2CH2CH2CH2 Me CN m.p: 85°C
73 0 | Et Et Me 3-0]&A1E24d | B 1.094 581
74 0 [i-Pr (CH2)2-c-Pr Me Cl B 1.378 600.2
75 0 |i-Pr i-Pr Et Cl A 3.785 589
76 0 | Et Et Et Cl A 3.549 561
77 0 |i-Pr c-Pr Me Cl B 1.257 5721
78 0 | CH2CH2CH2CH2 Br Cl A 3.537 609.85
79 0 |Et Et Br CF3 B 1.301 646.1
80 0 [i-Pr i-Pr Me NO2 B 1.274 585
81 0 | 3-Me-2-Bu | Et Cl Cl B 1.351 610
82 0 | (CH2)2-c-Pr | i-Pr Me CN B 1.313 591.3
83 0 | Et Et Me Cl B 1.207 546.1
84 0 |i-Pr i-Pr Me 3-o]&AEE | B 1.155 609.0
85 0 |Et Et CF3 Br B 1.248 645.9
86 0 | CH2CH20H | n-Pe Me CN m.p: 47°C
87 1 | Me Me Me Cl B 1.191 534.0
88 0 | (CHz2)-c-Pr | Et Cl Cl B 1.319 608.2
89 0 | CHz-c-Pr CHz-c-Pr Me Cl A 3.735 598.0
90 0 | Me 4-F-Ph Me Cl m.p: 185°C
91 0 |iPr i-Pr Cl CH(=N-OH) | A 3.238 603
92 0 | CHz-c-Bu i-Pr Cl Cl B 1.372 622.2
93 0 | Me n-Pr Me | logP: 3.6 [pH=10.0];
m.p: 85°C
94 0 |i-Bu i-Bu c-Pr Cl A 4135 629
95 0 | 2-EtHex 2-EtHex Me CN B 1.662 705.3
96 0 |Et Et Cl Br A 3.704 611.85
97 0 |Et Et Me R30-3 A 3.421 637
98 1 | Me n-Pr Me |
99 0 | 2-Bu Me Me Cl m.p: 88°C
100 |0 | CH2CH2SCH: Me CN m.p: 88°C
101 0 | (CH2)2-c-Pr | i-Pr Me Cl B 1.365 600.3
102 0 | Me 4-FI-Ph Me | m.p: 182°C
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[1021]

# t |[R! R2 Raa [ MS | RT[min] | m/z
103 | 0 [ (CH2)2-c-Pr | (CH2)2-c-Pr Cl Cl B 1.427 648
104 |0 | n-Pe n-Pe Cl Cl B 1.508 652.1
105 |0 |i-Pr CH(CHs)-c- Cl Cl B 1.263 553.9
Pr
106 |0 | 3-Me-1-Bu | 3-Me-1-Bu Me CN B 1.443 621.6
107 |0 | (CH2)-c-Pr | (CH2)-c-Pr | Me Cl B |1.422 626.4
108 |0 |i-Pr i-Pr Me CH(=N-OH) | A 3.087 583
109 |0 | Me Me OMe Cl A 291 535
110 |0 | Me Me Me Cl logP: 2.9 [pH=10.0] ;
m.p: 182°C
111 0 | 2-EtHex 2-EtHex Me Cl B 1.604 680.5
112 |0 | Et Et Cl CN B 1.171 557.3
113 | 0 | n-Pe CH2CH20H Me | logP: 3.9 [pH=10.0];
m.p: 135°C
114 |0 | Me Me Et Cl A 3.352 533
115 |0 | CH2-c-Bu i-Pr Me Cl B 1.373 600.3
116 0 | (CHz)2-c-Pr | i-Pr Cl Cl B 1.374 622.2
117 |0 |i-Bu i-Bu Et Cl A 4.105 618
118 | 0 | n-Hex n-Hex Cl Cl B 1.588 680.3
119 0 | n-Pr n-Pr Me Cl B 1.318 574.0
120 |0 |i-Pr i-Pr Me | logP: 3.4 [pH=10.0];
m.p: 75°C
121 |0 | CH:CH:OH | CH:CH:.OH | Me CN B [1005 [569.1
122 |0 | 2-Bu Me Me CN m.p: 66°C
123 | 0 | CH2CH:CI Et Me | m.p: 164°C
124 |0 | CH2-c-Pr Et Cl CN B 1.236 583.2
125 |0 |i-Pr i-Pr CFs Br B 1.308 673.9
126 |1 | Et Et Me Cl B 1.256 562.2
127 0 | CHz-c-Bu CHz-c-Bu Cl Cl B 1.449 648.1
128 | 0 | CHCH2SCH: Cl Cl A 3.613 583.85
129 |0 | CH2CH2SCH: Me | logP: 3.5 [pH=10.0];
m.p: 148°C
130 |0 | Me Et Me CN m.p: 65°C
131 0 |Et Et Cl CH(=N-OH) | A 3.061 575
132 | 0 | CH2CH2CH2CH2 Cl Cl A 3.543 564.00
133 |0 | Et i-Pr Me Cl B 1.527 560.0
134 |0 |i-Bu i-Bu OMe Cl A 3.742 620
135 |0 | Me Me OMe CN A 2.805 526
136 |0 | CH2-c-Bu Et Me Cl B 1.327 586.3
137 | 0 | CH2CH2CH2CH2 Me | logP: 3.1 [pH=10.0];
m.p: 185°C
138 |0 | CH2-c-Pr Et Cl Cl A 3.704 594.0
139 |0 |i-Pr i-Pr Cl CF3 B 1.358 628.1
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[1022]

[1023]

[1024]

# t | R R2 Rsa R3b MS | RT[min] | m/z
140 |0 | CH2CH2OH | CH.CH.OH Me Cl B 1.065 578.3
141 0 | CHz-c-Pe CHa-c-Pe Me CN B 1.459 645.4
142 0 | Et Et Cl CFs B 1.284 600.1
143 0 | Et Et OMe Cl A 3.117 563
144 |0 |i-Pr i-Pr CF3 Cl B 1.169 628.1
145 |0 |i-Pr i-Pr Me Br B 1.300 620.0
146 |0 | Et Et Me R30-4 A 3.053 583
147 |0 | Et Et CF3 Cl B 1.231 600.0
148 0 |i-Pr i-Pr Me 2-CI-5-Tp A 4.181 666.00
149 |0 | Et 3-Me-2-Bu Me Cl B 1.342 588.1
150 [0 |i-Pr i-Pr Me CN B 1.253 565.3
151 0 |i-Pr i-Pr Me Cl B 1.303 574.3
152 |0 |Et Me Me Cl logP: 2.9 [pH=10.0];
m.p: 181°C
153 |0 | CHz-c-Pe i-Pr Me CN B 1.35 605.5
154 | 0 | CH2-c-Pe i-Pr Cl Cl A 3.993 607.95
155 |0 |i-Pr i-Pr c-Pr Cl A 3.787 601
156 |0 | CH2-c-Bu CHz-c-Bu Me Cl B 1.444 626.3
157 0 |i-Pr 3-Me-2-Bu Me Cl B 1.364 602.3
158 |0 | Me Me Cl Cl A 3.372 539.95
159 |0 | 3-Me-1-Bu | 3-Me-1-Bu Cl Cl B 1.489 652.1
160 |0 |i-Pr 3-Me-2-Bu Cl Cl B 1.409 623.9
161 0 | n-Pr Me Me CN m.p: 70°C
162 |0 | Me Me OCHF2 | ClI A 3.31 571
<E T.2> R7F CHF.Q) 848H4) V-A] 3}%.
# t |R R2 R3a R3 MS | RT[min] | m/z
163 |0 | CHxc-Pr CHz-c-Pr Me Cl A 3.702 580.0
164 1 Et Et Me Cl A 3.473 544
165 0 | CHa-c-Pr CHa-c-Pr Br Cl B 1.275 646.1
166 0 | Et Et Br Br B 1.171 638.1
167 0 | CHa-c-Pr CHa-c-Pr Cl Cl B 1.269 602.2
168 | 0 |i-Bu i-Bu Br Cl B 1.333 650.2
169 |0 |Et i-Pr Cl Cl B 1.174 564.2
170 (0 |i-Bu i-Bu Me CN B 1.254 575.4
171 |0 | Et Et Br Cl B 1.148 594.1
172 |0 | Me Me Me CN B 1.005 491.2
173 |0 | Et Et Me CN B 3.035 519
174 |0 |i-Pr i-Pr Me Cl B 1.225 556.3
175 |0 |i-Bu i-Bu Cl Cl B 1.329 606.2
176 0 | Et Et Cl Cl B 1.144 549.9
177 |0 | n-Pr n-Pr Me Cl A 3.639 556.1
178 |0 | Me Me Br Br B 1.087 610.0
179 |0 |i-Pr i-Pr Me CN A 3.277 547 1
180 |0 |i-Pr i-Pr Br Br B 1.245 666.1
181 |0 |Et Et Me Cl B 1.134 528.2
182 0 |i-Pr i-Pr Cl Cl B 1.24 578
183 |0 | CHx-c-Pr CHz-c-Pr Br Br B 1.282 690.1
184 0 |i-Bu i-Bu Br Br B 1.346 694.2
185 0 |i-Pr i-Pr Br Cl B 1.205 622.2
186 |0 | Me Me Cl Cl B 1.062 520.2
187 |0 |i-Bu i-Bu Me Cl B 1.329 584.3
188 |0 | Me Me Me Cl B 1.06 500.2
189 1 Et Et Cl Cl B 1.163 566.1
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[1025]

[1026]
[1027]

[1028]

<E T.3> R7F (N9 38H4] V-Ae] 3}ate

# [t R R R R MS | RTimin] [ m/z
190 |0 [n-Pe n-Pe Me CN B |1356 |5783
191 [0 [Et Et Me cl B [1008 [5033
192 [0 [Et Et cl cl B [1119  [5249
193 [0 [iPr i-Pr Me cl B [119  [5313
194 [0 [iPr i-Pr cl cl B |1.209 |5531

<¥ T.4> 3}3H4 V-A9 setE
¢ |t |R R R |Re | R Ms | RT[min] | m/z
195 |0 | CH:CH:0H [ n-Pe Me || | OCH:CCH |logP: 3.5 [pH=10.0]

196 [0 [iPr i-Pr Me |1 | OCH:CCH |logP: 3.1 [pH=10.0]

197 [o [iPr i-Pr Me [Cl | OCH:CCH | logP:2.7 [pH=10.0]

198 [0 [Et Et Me [Cl | CHCEL B [1194 [5622

199 |0 | Me Me Me H CF3 logP: 2.2 [pH=10.0];
m.p: 206°C

200 |0 | CH:CH2SCH: Me [Cl | OCH:CCH | logP: 2.5 [pH=10.0]

201 [0 |Me 4-F-Ph Me [Cl | OCH:CCH |logP: 2.9 [pH=10.0]

202 |0 |i-Pr i-Pr cl cl_[ocHs A [3284 |557.90

203 [0 |Et Et Me |cCl | OCHs A [2953 |508.05

204 |0 |Me 4-F-Ph Me |1 | OCH.CCH | logP:3.4[pH=10.0]

205 |0 | CH:CH:CH:CH: Me |[H [CFs A [2994 51005

206 |0 |Et CH2CHCI Me H CFs m.p: 171°C

207 [0 |Et Et Me |Cl |NO: B [1154 [5232

208 |0 | CH2CH2SCH2 Me H CFs logP: 2.2 [pH=10.0];
m.p: 188°C

209 [0 | CH2CH.CH2CHoCH: Me |Cl | OCH:CCH | logP: 2.8 [pH=10.0]

210 [0 |Me Et Me |H |[CFs logP: 2.5 [pH=10.0];
m.p: 181°C
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[1029]

# t R R R R#® |Ro MS [ RT[min] | miz

21 0 |[nPr Me Me H CF3 logP: 2.8 [pH=10.0];
m.p: 143°C

212 |0 |Et Et cl Cl [ ocHs A ]300 |52095

213 |0 | n-Pe CH2CH20H | Me H CFs logP: 3.4 [pH=10.0];
m.p: 106°C

214 |0 |i-Pr i-Pr Me H CFs logP: 2.7 [pH=10.0];
m.p: 192°C

215 |0 |Me 4-F-Ph Me H |CFs logP: 3.2 [pH=10.0];
m.p: 180°C

216 | 0 | CH2CH20H | n-Pe Me Cl OCH2CCH | logP: 3.3 [pH=10.0]

217 |0 | CH2CH2CH2CHa Br Cl | Br A 3.285 619.85

218 |0 |Et Et OMe Cl Br A 2.821 574

219 |0 | CH2CH2SCH2 Br Cl Br A 3.419 639.75

220 |0 | CH2CH2CH2CH2CH2 Me Cl Br logP: 3 [pH=10.0]; m.p:
223°C

221 0 | CH2CH2SCH:2 Me | Br logP: 3.3 [pH=10.0];
m.p: 120°C

222 |0 | CH2CH2CH2CH: Me H |Br logP: 2.1 [pH=10.0]

223 0 | Et Me Me | Br logP: 3.1 [pH=10.0] ;
m.p: 124°C

224 |0 | Et Me Me Cl Br logP: 2.7 [pH=10.0] ;
m.p: 192°C

225 |0 |Et CH=CH2 Me CN | Br m.p: 60°C

226 |0 | CH=CH2 Et Me Cl Br A 3.622 555.90

227 |0 |i-Bu i-Bu OMe Cl Br A 3.512 630

228 |0 |Et CH2CH.CI Me Cl Br A 3.484 591.74

229 |0 |Et Et Me Cl Br A 3.309 557.95

230 |0 |Et CH=CH: Me | Br m.p: 80°C

231 |0 |iPr i-Pr cl cl [Br A [3538 | 605.80

232 | 0 | CH2CH2SCH:2 Me H Br m.p: 169°C

233 |0 | Me Me OMe |CI |Br A [2605 |546

234 |0 |[i-Pr i-Pr Me CN | Br m.p: 185°C

235 |0 | Me 4-F-Ph Me Cl Br logP: 3.2 [pH=10.0];
m.p: 195°C

236 |0 |[i-Pr i-Pr Me H Br logP: 2.3 [pH=10.0];
m.p: 180°C

237 |0 | Me 4-F-Ph Me H Br logP: 2.7 [pH=10.0];
m.p: 120°C

238 |0 | Me 4-F-Ph Me | Br logP: 3.5 [pH=10.0];
m.p: 201°C

239 |0 | CH:CH:CH:CH: cl HE A [3184 [575.80

240 |0 | n-Pe CH2CH20H | Me CN | Br m.p: 50°C
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# t R R Rsa R®» |Rs MS [ RT[min] | m/z
241 0 | n-Pr Me Me CN | Br m.p: 70°C
242 |0 | n-Pr Me Me Cl Br logP: 2.9 [pH=10.0];
m.p: 179°C
243 |0 |i-Pr i-Pr Me Cl |Br logP: 2.9 [pH=10.0]
244 | 0 | CH2CH2CH2CH2 Me CN | Br m.p: 92°C
245 |0 | Me | 2-Bu Me CN | Br m.p: 71°C
246 | 0 | CH2CH2CH2CH:2 Me | Br logP: 2.9 [pH=10.0];
m.p: 195°C
247 |1 | Me | Me Me CN | Br B 1.035 536.9
248 1 CH2CH2CH2CH2CH2 Me Cl Br
249 |0 |Et Me Me CN | Br m.p: 80°C
250 |0 |[n-Pe CH2CH20H | Me H Br logP: 2.9 [pH=10.0]
251 |0 | 4-F-Ph Me Me CN | Br m.p: 180°C
252 |0 | n-Pe CH2CH20H | Me | Br logP: 3.7 [pH=10.0]
253 |0 |i-Pr i-Pr Br Cl |Br A 3.519 649.80
254 |0 | Me Me Me Cl |Br A 3.067 529.95
255 |0 | Me Me Cl Cl | Br A 3.015 549.80
256 |0 | Me Me Me CN | Br m.p: 205°C
257 |0 |i-Pr i-Pr Me | Br logP: 3.3 [pH=10.0];
m.p: 75°C
258 |0 | n-Pe CH2CH20OH | Me Cl Br logP: 3.4 [pH=10.0];
m.p: 160°C
259 |0 | Me Me Me | Br logP: 3 [pH=10.0]; m.p:
115°C
260 |0 |i-Pr -Pr OoMe |cl |Br A [282 62
261 |0 |Et CH=CH2 Me H Br logP: 2.1 [pH=10.0];
m.p: 60°C
262 |0 | CH2CH2CH2CH2CH2 Me CN | Br m.p: 85°C
263 |0 |nPr Me Me H Br logP: 2.3 [pH=10.0];
m.p: 150°C
264 1 Me Me Me Cl Br B 1.21 543.9
265 | 0 | CH2CH2CH2CH2 Br F Br A 3.012 603.70
266 |0 | CH2CH2SCH: Me CN | Br A 3.199 564.90
267 |0 | CH2CH2CH2CH2CH2 Me | Br logP: 3.4 [pH=10.0];
m.p: 213°C
268 |0 | CH:CH.CI | Et Me | Br logP: 3.2 [pH=10.0];
m.p: 80°C
269 |0 | CH2CH2CH2CH2 Me Cl |Br A | 3.277 I 556.00
270 |0 |Et Me Me H Br logP: 2 [pH=10.0]; m.p:
161°C
271 |0 | CH:CH»SCH: Me [cl [Br A [3309 [57385
272 |0 | Me n-Pr Me | Br logP: 3.2 [pH=10.0]
273 |0 | CH2CH2SCH2 Cl Cl |Br A | 3.408 | 593.85
274 |0 | Me Me Me H Br logP: 1.9 [pH=10.0] ;
m.p: 200°C
[1030]
[1031] <g}sha] V-B>
R3c R
R3b
R3d ;
}
(O=)tT=N
[1032] R?
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