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Qolm gulzAe] et 2T F A X1 A8 YE FFET LTl

ojo}d AxzHAl, o5 Fol AFASIEEHES H7leks Aol Thssttt.

A2 sk XXKVe] SAltolEdE S s e oo Wy, olE 9 &% [D. Suemengen in J.
Chem. Soc. Perkin Trans 1 1983, 4, 687-691]°] <3 7141 1,2,4- “Q*/\]-E]O]——‘—‘—’q -5-23 233}l Wk
MAISEI k. 1,2,4-FA ol d-5-22 FPA SR YFTteaAY, e N-X3E ol =S4 (XXXIV) =
FH, A3e g2 tE2Rd FEAYY wkgol 9s), ¥ [H. Argibas in Phosp , Sulf., Silicon and rel.
elem. 1998, 134/135, 381-319]° 71 nis} o] =52 4 v, WA oz, SAHoE-E S 31814
XXXIVe] N-X3¥l oln =S4 o2 iy, odF Fo] Hoex2z#o wkgo] s, %g gy, AH(D.

Suemengen)ol| 218 T/ nvlel o] AH FE9 £ Q).

g

rl

Fi
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[0249]

[0250]
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3}8FA] XXXVe] 2Alt]olEHE| Lo 2 RE ] 3384 XXXV ElolrjolEa=e] S s, £3) [D. Suemengen
in J. Chem. Soc. Perkin Trans 1 1983, 4, 687-691]9] HWIH& AL-&3}= Ao] 7Hs3dln, o] AL S2oA] a1y
A B8 & T F2 FulEg sholl 3,4-0|XFE 1,2,4-FAIT o} E--5-E]22] Au] g olt},

shek2] XXX EloltjolEdEl 22 oE & doZ =24 & F 140T o]ske] 2ol Hed stAl, of
Ad, dE 50, 233l EE—‘E <= (Lawesson) Aleko =z o] Aalol| o3 #38H2] XXXVIQ] Elolt]o}lZg]=o =
FH Alxzd 5 Sl

sheka] XXX19] Elotrjol&E A2 3Feh2 XXX &3t Holr|olEdE| 2] ddstol] o] 2oz REH FH
el o8] Axd 5 A AR A=, dE S0 ¢ debol= (¢ FETol=, 4 Baw
ol g & ofolettoln), & EgZolE, & HMddolE ¥ Hadd EuolEolt

W Hell A sheh2] XXVIITS] 8tk 53] Az AAldel e 24 el Axd 5 9l

I

speka] 19 3-A&E 2-obdo|m m-1-3-FARR Y -4 (A=0, n=0), 2-o}Ho|m|=-1-3-FARAH-4-2 (A=0,
n=1), 2-opdo|mx=-1 —HO}*QQ—ZI—% (A=S, n=0) % 2-ofHolm|:=-1 3-FlopAh-4-2 (A=S, n=1)<, <&

=01, W Il ol XﬂZE‘ T

F F
F AN
F X F XY R
s NH, oS NH, oS NH
X! X x' X & @
X X X
09 \ OOV \ OOV

O
F (I F ( /)n*/(

H
F F A__N-g? Ne 2
F>‘\ xAs g F* v R 9\ o AR

s NH S N o N
x' X X' X X' g ’e

X X
OV (la-g) (Ib-g)

2

nT

37 AelA, K, XL K, X 2 RE 37 AR < ka0 0 EE 1 e £ gl

Lo

skt X B XXVITTO] obd @l o =ig sx/5 el 9fs), dF S JP2011/0426110] weh, Q1= <
7o) &4 sl 2 ez §7) gule] A sl o5& olmoho|E (A=0%] A4) B olAhE|eAohoE
(A=SQl A= AgatAv, Ee dibdow FAE Wl ol o]53 o9 o|aAohlo]E (A=0) B o]&
E|QAJolo] E (A=S) 2 AFAIA7|2L o]ES oflz} WEAIA E|legdolEs AlFdozn zhzh 3hshA] XXXVIII
FXXXVITS] f-#lof (A=0) B E oo (= A= 5 U

7}z ghsha] XXXVIIT 2 XXXVITC] f-#lo} (A=0) 2 Elf-#o} (A=S)C2HE, dF Eo] Bd4 &v] FolA,
gt Ag-ol 100T 2o oA Aget dzstand FEAS AME3 A|ZFZopdstd o8, 77t g3
2] Ta—g B Ib-g9] 2-ofoln]ie-1 3-SAEE|d-4-2 (A=0) % -HeotZed-4-2 (A=S)& A3t Ao 7he

X—i?ﬁi gdr7tzrd fFEAls, odF 50 n=0% 49, ERRHIEA B 9] 4 SR, HE
9o A FR2go|= wE HEulo]l=oli; n=1¢1 F$, £ SAZYrE=o R FAgF A
73 5-°ll %?‘fﬂ [C. F. Howell in J. Org. Chem. 1962, 27, 1686 and 1691] @ Elo}Zgt]=¢] Z-$9
Britsun in Russ. J. Org. Chem. 2006, 41 (11), 1719-1729]°l &J&] 71A¥ n}e} Zo] 3-x8kd 2
Zrefol=E AT

¢

Lol

-T2

o= o g
R i
.

-
>

e

[ A s}sh2] XXVIIT, XXXVIIT B XXXVIIS] shghee 53] Az AAlde Adgd 23 st Axd + 2

Lok

%
e
—
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s}514 19] 3-8 2-oldolmli-1 3-ElolE e, o F Fol, W o o8 Axd & Aok,

s
P
rfr
K}

A7) Ao, X, X, K, X 2 RE 47 AzE o

R 2 Re R 2R 98] o]5o] H2slo] g 99} 3 g4 oAl 2%7]o]r}.

3-8 2-oldolu]mE]o}E (Ia-h) ¥ (Ib-h)&, A& B9 B4 &1 T 493 dzstznd fFEA 9t
wool ol ZtzZ Eleg-dlol (XXXVIID) 2 (XXXVIDZEH §A4= & . o|AL, odE B9, «-Z2AE
3etE e 19 FxA, oE So F3 [A. Yahyazadeh in J. Pharm. Res. 1998, 9, 536-537(S), 2126-

213000 1ol ola] 71A% wpe} o] R=R=wge] ZA9o] 3-HZW-2-RE=S ALEH, El 53] 840791449
A\ vk} o] R=R=HS| A5-ol 2-ZE2-1,1-t S Aol e A3 AZzobdstel] os] a9 = .

wHowF Y FAE Wl os] EHedH= (Ia)o] Atstel] o8 =52 F v, EFA=

ARE 5He TR PRS o B 99 A8E 5 9
oI% 2obdlolninl 3HolE (D it Yl /1o LAl ) % Aol HAY gl B, A wo A
=

2 p9] 3-9k2-1 3-ElolEeHEle mE o] EHolEE e WSl ola), st X mE XIS ofd
2ng 44 #4995 Ao

2
[o]
s A e
2

HN\RZ T R S H\ 2
s TR

S

© ©

sYN\RZ R s 2
RE/S X- S
®) QY

slshal A9 3-X13E 1,3-Elo}EdE 22 YUY TudoeziEH 52 § AU, BE dF B9, &9 [

Janikowska in Phosp. Sulf. Sil. and rel.elem. 2011, 186(1), 12-20]°l 7]A¥ wle} o] Edo2RE 34
H o o Ax"E 4 Ak, Fd [J. Amer. Chem. Soc. 1987, 109 (2), 492-507]o A<} Zo], o}
Foteriol wh-gate] A DO tE 7ROl ES A|Fetal, o]ojA] olE ATe dRItEH

ol FRRZeE w 2-FR2-1,1-UeEAg, Rl % R=vd F$o] FRzrzs =R =rE<l
BSo] 3-nEw-g-tebe, R=ig L R=olgel 9o 2-n2r-3-fek 59 & grk 38y o e
& BAHE HolEAE (W2 EE wA B Fol, o] A%l 44 2 do] 9 g Audes
agsted 5 9l

¥ Qe #9hy o 4get HoliolEar e dAsd ola Axh & A AR
FAsAE, AF Fol B Feol= (%W FRefo|=, U HEvlel= I Y ofolortels), Y EYF
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[0262]

[0263]

[0264]

[0265]

[0266]

[0267]

[0268]

[0269]

[0270]
[0271]

[0272]
[0273]

[0274]

[0275]

[0276]

golE, 47 wAHE 3 tdy EHo|Eolt),

W Jell A sFEka) XXVITL, XXXVIT 2 XXXVIITO] 8}3tE2 53] Al AAldd A58 24 sk AxE & 9l

b4 [9] 3-A13h 2-olelm g altiolE e, dE Hol, W Kol o8 Az & o).

R’ R

F E = F =
F O Nep? O N-p?
1 1 R 1 R
F>1\ o Fﬂﬁ Xy F* xSy
S NH, S N o N
. 4 2 -

X4 XZ X X X4 XZ

3 XS XB

(la-i) (Ib-i)

\ F /
F 1
F X
oS NH,
X X

XS

(XXVII)

¢

A7 Aol A, X, XL X, X 2 RE A7) Awd ouE g

3

=0
flo
=0

g
=
2

| olal ol5e] ¥Hwol gl Axsh @7 G4W welolAe] @] olrh,

=

sheba X HEa= 3heh XXVIITO] ofdde, dls 5o 34eh4] XXXVe] SAMHobERIE] 23} Hi= 3h4) XXXIX9
A& SATEE A WeAA 47 g9k la-i 2 1b-i9] 2-oldeln g AltlolE S AT 4 ).
ojF L JofZ drlel EA Stell, Aoz BEAY &u) FollA, e FF AT AT F A AEA, dE
Eo] JEd FolA FFTc
318k XXXV SATobERE R B 19] SAtrlolEE o (XXXIX)9] FA2, <& S, 7] el o +
Pd 5 olrt

i R e = h=C

oN_/ e Ny SR

S RE/S X
OO (OXINNY (XOKXIV) XXV (OXIX)

81514 XXKIXS] SALHobEF @& B4 Xve] 43she SAtlolEvE L] dAse ols) FdozvH ¥
Ag el o8 AxE 4 Ak Ag%d AL o ol B Vo= (%Y Frejol=, %Y B
vpol= 3 947 ofelortels), 9 EFFdIE, 41 HlAdelE % . EeolEel,

W Kol A sheba] XXVITTS] shetae 53] Alx dAjdel dsd =3 sl Alxzd 5 3.

Ol BE WL E Iyl w2 313k (9] IFER o]oFitt,

2 o] & &4 FRtEe, 53 AE A 2 28 FEo gk 2 54 ¢ FHd g 53
5847 x3tsted, AE 9 AE V)He BRE, FE8EY FUF, FE B4 F49 A, 2 FHdA
ool A, FAQolA, AHolA, oA L #AH AEodA, AdE D B HEoA, FE A FofolA
sl HE TE %, 53 &%, Avsy, 9%, ASF 2 AdAEE WA Hisitt. o5 AE H
SARA v A AFEE S dTh. o5 BAHoR e F uided Fol diE E Ao mE e o
5 Aol tiEl axdeltt. ] dud e ves xStk

oJo}E (o]E)omRE dE Sof tdElyol(Damalinia) &, 3|VEI 2 (Haematopinus) &, w=IUFEA
(Linognathus) &, A& F2~(Pediculus) &, EdlZ Y 2~ (Trichodectes) .

AnZFo 2 BE, oE 5o, ofF}F2(Acarus) &, oFAlg]ol A=Y (Aceria sheldoni), oFZF2~(Aculops) &,
o}ZFF A (Aculus)  F, ol8-g] @ vl (Amblyomma) &, St HEHGYFT A H AW 2 (Amphitetranychus

viennensis), ©F27}~(Argas) &, HIF~(Boophilus) =&, BE#H W) ZF~(Brevipalpus) &, B oHlo} =g}
o E] 2 A}(Bryobia praetiosa), F# 2 3XH|~(Chorioptes) &, TnlUs2A ZEybe] (Dermanyssus gallinae), ol
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QHEZYF 2~ (Eotetranychus) &, I EZWF2 1] (Epitrimerus pyri), FHIEZYF22(Eutetranychus)
Z, o8] o T o) ~(Eriophyes) =, TEEUXA HAEZEE(Halotydeus destructor), 3P| EFEAUH2
(Hemitarsonemus) <&, 3]¥Zvl(Hyalomma) &, JLulXx(Ixodes) F, THERYFEA  whekX(Latrodectus
mactans), WEHEZYF A (Metatetranychus) &, T ZAF(Nuphersa) &, 2232452 (0ligonychus) &, &
EYEZZ2(0rnithodoros) %, 3=y FX(Panonychus) %, ZEZIAZEFTEL 2 o] (Phyllocoptruta
oleivora), Z#|yaetZ2 AU~ 2FE 2 (Polyphagotarsonemus latus), EAZZEH A (Psoroptes) &, 23AZ
2 (Rhipicephalus) %, #ZZ8|2]¥F2(Rhizoglyphus) &, AFE2IXE| 2 (Sarcoptes) &, /\i‘,qO ap-g-F 2
(Scorpio maurus), E|:EFEAU|F(Stenotarsonemus) Z, EFE2AUE Z:(Tarsonemus) %, HEZYF=

(Tetranychus) &, HRAME| 2 @33 2 A Al (Vasates lycopersici).
oluje| o2 e, o5 59, =g ol t(Dreissena) &
SEORRE, JF 5o, ALIBF2A 2 E I~ (Geophilus carpophagus) 2 ~FE] A2 (Scutigera) &

DAH RO RRY, d& B, opbZgvl HEHE(Acalymma vittatum), OFFEAZHA QHEHIEA
(Acanthoscelides obtectus), o}=@F2=(Adoretus) &, oFAet2E7} dUY(Agelastica alni), o182 H2
(Agriotes) &, S¥TE £2EE]YE|~(Amphimallon solstitialis), ©F=H] ¥ ElE (Anobium punctatum),
ob = Z 2 2F(Anoplophora) &, PE=F-2(Anthonomus) &, SFEF2(Anthrenus) %, oFg(Apion) &, °f
¥ o} (Apogonia) &, olEwlg]ol(Atomaria) =, O}E}ﬂ]l?i(Attagenus) Z, BERI|Y$A oHEEA
(Bruchidius obtectus), BEFFZ(Bruchus) %, 7HAtH(Cassida) &, AZEw EgFE7}eH(Cerotoma
trifurcata), A|9-E-F2=(Ceutorrhynchus) %, 7N&5ulv}(Chaetocnema) &, EdL¥F2 WY F2=(Cleonus
mendicus), FH%=dlF2=(Conoderus) &, ZEEZH(Cosmopolites) ¥, 2" EZ FHt]7H(Costelytra
zealandica), ZAHUYAZH(Ctenicera) ¥, FEZE2(Curculio) F, AHELDFZ= Z43E(Cryptorhynchus
lapathi), A= AL EFE~(Cylindrocopturus) &, HEW2H 2 (Dermestes) ¥, to}H ZE]FH(Diabrotica)
%, yzmazAx(Dichocrocis) &, BEHEHF2(Diloboderus) %, olZet=vk(Epilachna) %, oyEZH~
(Bpitrix) &, I-92EF2A(Faustinus) &, 7| ZA R~ (Gibbium psylloides), #AEF -~
(Hellula undalis), slH|ZUYF2 o}lZEZ (Heteronychus arator), SEHIZY=(Heteronyx) &, TetE=23 o
Y7k~ (Hylamorpha elegans), YRZEFH A~ vlEF2~(Hylotrupes bajulus), 3]# 2} E2~E]7F(Hypera postica),
3| ZH W2~ (Hypothenemus) &, @A x=2HEU Z4bgRo]dlol(Lachnosterna consanguinea), #l7H(Lema) %,
e el 24} gl Z)vlolel(Leptinotarsa decemlineata), 3 EleH(Leucoptera) &, BYALZIZER~ Qg|xd
2 (Lissorhoptrus oryzophilus), B2 (Lixus) &, FdH Zd =(Luperodes) &, ﬁ—ri(LyctuS) Z, WA
g2 (Megascelis) &, HWeprweF(Melanotus) &, D AlE|Z  ofev]9-2~(Meligethes aeneus), HWEEE}
(Melolontha) &, u|ZEF2~Migdolus) &, EXx7FF2~(Monochamus) &, YW$IFEA  IAMNEISHGFA
(Naupactus  xanthographus), 22 Z2Y9-52Niptus  hololeucus), 2FHHZ =M Z2=(0ryctes
rhinoceros), LAt F2 FEUwlA| 2 (0ryzaephilus surinamensis), Q@A+~ 2 2 &}ell (Oryzaphagus
oryzae), R2EQ2#FA=(0Otiorrhynchus) &, SAMEYolL 7t (0Oxycetonia jucunda), IHol&= g olg]o}o
(Phaedon cochleariae), ZZ37}(Phyllophaga) &, ZZE#E}(Phyllotreta) &, XZzo} AXYFH(Popillia
japonica), X :=E&FH =~ (Premnotrypes) &, ZAZQH|2=(Psylliodes) ¥, XEF2(Ptinus) 3, 224§
2~ WlEZ2] 2~ (Rhizobius ventralis), 2]ZHAZE} Z=v|YFH(Rhizopertha dominica), ]E—L‘EZ:(Sltophilus)
%, 29 x=¥F2~(Sphenophorus) %, ZHEU|F2=(Sternechus) &, AZHE2=(Symphyletes) ¥, EfY T2
(Tanymecus) %, HYBEZ L ﬂEE(Tenebrlo molitor), Eﬂiﬂw(Trlbollum) % E=ZuuvH(Trogoderma)
%, H719-2(Tychius) &, AAZEHF=(Xylotrechus) &, AEF2=(Zabrus) &

EEVEOZRE dF Eo, 2U7|$F A ol2ulFE A (Onychiurus armatus).
o 2 RE, odF Eo, EdUEF2 FEZE2(Blaniulus guttulatus).

g Eo2RE, d& £, olodlX(Aedes) F, oF1ZU|A(Agromyza) &, oF~E& I (Anastrepha) &, of
=3 ~(Anopheles) &, okxEd@ol(Asphondylia) &, WEZAMEH(Bactrocera) %, HHS Z2EgFS
(Bibio hortulanus), Z2|¥g} olg]EZANZeH(Calliphora erythrocephala), AIZtEJE]Z F}3]EFEF(Ceratitis
capitata), 7]|Z%%2(Chironomus) &, A& &u|olo}(Chrysomyia) &, IZEE 2w e]o}(Cochliomyia) &, <E}
ZlYyo}l(Contarinia) %, QED‘EH]OF OJEEEEP}(Cordylobia anthropophaga), ¥ 2(Culex) ¥, FHEE
2 (Cuterebra) &, UF= gElo}oﬂ(Dacus oleae), ThAIU$-2H(Dasyneura) ¥, @ ol(Delia) &, YrlEH|o}
Zry2(Dermatobia hominis), =ZA4F2H(Drosophila) F, o7]&5ulF i(EchlnocnemuS) , #Yol(Fannia)
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%, t2ERZFA(Gastrophilus) &, 3= ol(Hydrellia) &, ddlv]olol(Hylemyia) &, 3JIFEHAI}
(Hyppobosca) %, 3|=%Uwl(Hypoderma) %, Q2w A (Liriomyza) &, F2& ok Lucilia) &, F27H(Musca)
%, A (Nezara) &, LAREF~(Oestrus) &, 2AEE X E(Oscinella frit), #Hatujo]o}(Pegomyia)
%, ¥ 28]o}(Phorbia) &, ZRUZZAA(Prodiplosis) &, ZAg =ZAlo(Psila rosae), =gl
(Rhagoletis) &, Z=E&A|X(Stomoxys) %, EMFFZ(Tabanus) %, ©Uol(Tannia) ¥, E|ERFZ(Tetanops)
%, HEH(Tipula) Z.

EZFFo2RY, dF 9, olg]&(Arion) &, Hl&xZ&Elok(Biomphalaria) &, 22|72 (Bulinus) &, HZA
2t~ (Deroceras) <, ZHH(Galba) =, Hutolol(Lymnaea) =, =3 dz}ol(Oncomelania) =, ZEnpAo}
(Pomacea) ¥, FAlU|lo}(Succinea) %

AZFo2HE, odF Zof, ¢HHzrEn Foddd(Ancylostoma duodenale), SHAZAE®R AldeiyF
(Ancylostoma  ceylanicum), oFd=z2Enl  BEbde| A~ (Acylostoma  braziliensis), CSHIZAE®R}
(Ancylostoma) &, o}=7lg] FHE|solt|X(Ascaris lubricoides), oti7be]X(Ascaris) &, HF7]o} 2}
olo](Brugia malayi), HF7|o} EJR#|(Brugia timori), =¥ (Bunostomum) %, 7}H|ZE]o}H(Chabertia)
%, 225272~ (Clonorchis) &, F#H ol Cooperia) &, HARIAAZF(Dicrocoelium) &, YHLIFEF
delg o (Dictyocaulus filaria), ©ZZHEZE 25 (Diphyllobothrium latum), Z=gFFZFF2 wgdlAl s
(Dracunculus medinensis), °l71%=3F 2 &% 25~ (Echinococcus granulosus), ol7]%=3Fx EE|2ZF ey
2~(Echinococcus multilocularis), <lElZH]$-~  w|2u]EZele]A(Enterobius  vermicularis), IA| 2}
(Faciola) ¥, &l&F2(Haemonchus) ¥, dlelE}7]~(Heterakis) %, dlWEdlz2 Yr}(Hymenolepis nana),
3| e A~EFZHFF A (Hyostrongulus) &, 2o} Zo}(Loa Loa), UrtEUFA(Nematodirus) &, LAAvduiABER
(Oesophagostomum) &, SF2=EZ7]2(0Opisthorchis) &, 2ZAE7F BEF2=(Onchocerca volvulus), 2.2~
Z2E}7|oH(Ostertagia) &, Ity F-2=(Paragonimus) &, #2=E4&W(Schistosomen) &, 2EFHZoldx F
Ay H 24 (Strongyloides fuelleborni), ZEZZARold|x A 23222~ (Strongyloides stercoralis), 2=E
2 2ol ~(Stronyloides) ¥, Ebolyo} Al7]v}EF(Taenia saginata), Ebolyo} & 2]%(Taenia solium), EZ]
71dlgl 23 &2~ (Trichinella spiralis), E&Z]4dg} UEW¥(Trichinella nativa), Eg7]dz} HIZEH]
(Trichinella britovi), E#7|de} @AY (Trichinella nelsoni), E#7|dEt FEXA|Z#] A~ (Trichinella
pseudopsiralis), EZIXREFEFF2(Trichostrongulus) &, EFE]~ EgFEoN(Trichuris trichuria),

FA ol ¥k 2 ZE] (Wuchereria bancrofti).
w3, dATER, A7d dolwl@oNEimeria)E WA= 3ol 7Hssitt.

LA ORRE, oF 5o, oAl Eg]2E|A(Anasa tristis), SFEIAElFAlZ(Antestiopsis) &, E@l4a
(Blissus) &, ZrEFg~(Calocoris) ¥, FrA=wl gH|th(Campylomma livida), 7h#d2]-$-2(Cavelerius)
%, A2 (Cimex) ¥, Zgglo}(Collaria) ¥, AEloldls dFF A (Creontiades dilutus), THAFL ¥
#H@ 22 (Dasynus piperis), UAF2 FEIHF2=(Dichelops furcatus), Y F=FHZ]2  FolE](Diconocoris
hewetti), TXHZFA(Dysdercus) %, 41252~ (Buschistus) %, F#7F2H(Eurygaster) &, Az o AE
2 (Heliopeltis) &, ZTEAolx = AZ ~(Horcias nobilellus), FEF#AH(Leptocorisa) &, FEFEZF
I 2 3F 2 (Leptoglossus phyllopus), 72 (Lygus) &, "2 2 A2FkulF 2~ (Macropes excavatus), H]E/th
ol (Miridae), E=2Y o}Eet=(Monalonion atratum), UlA2}(Nezara) &, ol%F2(0ebalus) &, HEMW
ol (Pentomidae), ¥]ol2v} FHAZ=2}El(Piesma quadrata), 3IoZEF2(Piezodorus) ¥, XAF2(Psallus)
%, TYArz=El  HEZAo}(Pseudacysta persea), ZEUY-$-(Rhodnius) F, AEA  AZFEE s
(Sahlbergella singularis), 2FEFAZ L FFAERlof(Scaptocoris castanea), Z=FE]x=32}(Scotinophora)
%, 2" 3 YE]~ U2 (Stephanitis nashi), EJE2}7H(Tibraca) £, EgolEn(Triatoma) .

a0 R2RE  dE £o], olAEZEA]E(Acyrthosipon) ¥, oFAZIIYo}(Acrogonia) Z, ofelul&ztu|o}
(Aeneolamia) &, oFi=A|t}(Agonoscena) &, EHl5-Zul~(Aleurodes) %, EHASEFEFA vlRdA|~
(Aleurolobus barodensis), Z#$¢-ZEZ 2 (Aleurothrixus) &, ¢Eb~7HAnrasca) &, ofFgty s 7250
(Anuraphis cardui), oFeyrt]dzk(Aonidiella) &, o}3}w=~E]1n} 3| 2] (Aphanostigma piri), ©F¥ 2 (Aphis)
%, olEZrgYoe}l olulZg|X~(Arboridia apicalis), olx=I|YdEH(Aspidiella) F, OF=IYLFX~
(Aspidiotus) &, o}EbvZ(Atanus) &, ot2eta=% <o (Aulacorthum solani), HW]Alo}(Bemisia) &, H
G717+ 2 @yl A8 Alo](Brachycaudus helichrysii), H#7]FF2=(Brachycolus) &, H#u|IEd] HeA
7}l (Brevicoryne brassicae), Z#]7]2y w27|UER(Calligypona marginata), ZFE2U|eAZe E7|t)
(Carneocephala fulgida), AgtEnlF 2FY A2 (Ceratovacuna lanigera), AlE= 3] thol(Cercopidae), AZE

_82_



[0288]

[0289]

[0290]

[0291]

S550dl 10-2000320

gk2E 2 (Ceroplastes) &, 7IAEAIE Ze}rte Z2 o] (Chaetosiphon fragaefolii), 7]eu23]2~ HZA-A 2
(Chionaspis tegalensis), ZZ#E <Q%7]o](Chlorita onukii), IAZvtyx  FZF@t|Z(Chromaphis
juglandicola), Zg|FZEF2 3 F2(Chrysomphalus ficus), Al7FEElY S8 (Cicadulina mbila), ZIWE
22 @ (Coccomytilus halli), FZF2(Coccus) F, THEWF2 B2 (Cryptomyzus ribis), E@EF
(Dalbulus) &, "&#dl-=d~(Dialeurodes) &, tlokZE W (Diaphorina) &, Tlol~F~(Diaspis) &, &=
Al 7H(Drosicha) %, ©AlE A (Dysaphis) &, YZ2n=ZF2(Dysmicoccus) %, ) Fo}27}(Empoasca) &, <@L
Zvk(Eriosoma) &, oY E=ZUl-ZH(Erythroneura) &, A2~ YWEWF~(Euscelis bilobatus), Aok
(Ferrisia) &, AlLIF2 FZHA o} (Geococcus coffeae), 3lZZ8]F22(Hieroglyphus) &, THZUY 27} =
ole}eb(Homalodisca coagulata), 3|LEIZHFA ofEr]U2(Hyalopterus arundinis), o]Alglo}(Icerya) =,
olt] QA F 2 (Idiocerus) ¥, olt]eAaFFA~(Idioscopus)  F, eI Aa  AEFoldlFE 4 (Laodelphax
striatellus), @73 (Lecanium) &, @3 %A #H 2~ (Lepidosaphes) £, 299~ o2] A1) (Lipaphis
erysimi), "FIZA]E (Macrosiphum) &, vwldlu}Zn8k(Mahanarva) &, #abua] 2~ Ab7e] (Melanaphis sacchari),
HEZ A} (Metcalfiella) &, HEZZIE TIZF(Metopolophiun dirhodum), Xdgo} 2"~
(Monellia costalis), =& Al2 #HIFY=(Monelliopsis pecanis), V]F2x(Myzus) &, Yav|o}l glv]2=Y
Z12](Nasonovia ribisnigri), WX E|E2=(Nephotettix) &, detdt2H}E} £~ (Nilaparvata lugens), <=3
Ey]o}(Oncometopia) ¥, LEEH Ao} ZdE7H(Orthezia praelonga), Iebelv]Alo} w]g]7}toll (Parabemisia
myricae), H2ZEZ]AF(Paratrioza) %, WS ET|oF(Parlatoria) &, W3]+ 2(Pemphigus) &, 2+
2 wlolt]~(Peregrinus maidis), #|YEF 2 (Phenacoccus) ¥, Z2oevF~ JhA Y o] (Phloeomyzus
passerinii), X2 FEZ(Phorodon humuli), HFAZ(Phylloxera) %, HAU~I A ofAI T AEg}
(Pinnaspis aspidistrae), Z#:=FF2(Planococcus) %, ZZEZH|Uglo} T EEn| X~ (Protopulvinaria
pyriformis), TFth&e}7bw] HElay(Pseudaulacaspis pentagona), =352~ (Pseudococcus) &, ZAZ}
(Psylla) %, ZHZIF2(Pteromalus) &, HH&(Pyrilla) ¥F, FH=ZAIT S F~(Quadraspidiotus) &,
AALeE 717k~ (Quesada gigas), BAREZFFA(Rastrococcus) 3, ZZZA|FE(Rhopalosiphum) &, Ale] M E]o}
(Saissetia) &, 27}¥oldlx ElEF2(Scaphoides titanus), 1A 2 18135 (Schizaphis graminum), ]
U372 o} 2E]Z 852 (Selenaspidus articulatus), Z7}E}(Sogata) %, A7FEEt FE A (Sogatella
furcifera), &7FEUZ(Sogatodes) &, =Y EAMZe} F=E}(Stictocephala festina), H'Eetstel Hefol<l
Al2~(Tenalaphara malayensis), Elx=Zg]2  Jlg]olo|Zg]o}o(Tinocallis caryaefoliae), EnfAyX
(Tomaspis) %, EAZE|ZH(Toxoptera) &, Edddl$2H A (Trialeurodes) &, E# A (Trioza) &, EZE=
AlBF(Typhlocyba) &, 423~ (Unaspis) &, BE|$-2 BIE| & o] (Viteus vitifolii), #7]WH(Zygina) % .

YA E O ZHE, d& 59, olgd@ok(Athalia) &, Y=g &Diprion) &, TE=Z7 3 (Hoplocampa) &, A
Z~(Lasius) &, Ex28% 322 Y2 (Monomorium pharaonis), w23 (Vespa) Z.

SZZo gAY, dE Eo], olZntdylF E7M(Armadillidium vulgare), QUAFA o}bAFA(Oniscus

asellus) ¥ ¥ 242 27 Z(Porcellio scaber).

AAmBEoRRE oF Eo], olmaEn =W A(Acromyrmex) =, oleHAtta) F, IEUHEHA FEIA
(Cornitermes cumulans), "I ZE|Zdl2 QWA (Microtermes obesi), i=EEHEZHW(0dontotermes) &, | E
ZoH ZwW 2~ (Reticulitermes) &.

o2 HE, o& E9], ola=ZYE} Ho] A (Acronicta major), ©F=A3] o]~ (Adoxophyes) %, ©folt]o} F
et~ (Aedia leucomelas), ©FZZE]X(Agrotis) &, <ehulvl(Alabama) &, ofv|dRolx EgkA gz
(Amyelois transitella), oFEZAJol(Anarsia) &, FEIFFEA|oM(Anticarsia) &, OFE27|ZE=EA]
(Argyroploce) %, wlgtEz} B ghA|7loll(Barathra brassicae), HEX Auzh(Borbo cinnara), FZHEZHA
F2d|2ldek(Bucculatrix thurberiella), 252 Iuolg]§-2(Bupalus piniarius), H-A&2k(Busseola)
%, ol AoF(Cacoecia) F, ZEZxYzol Ho]Ee(Caloptilia theivora), 7HFol #HEZ 2k (Capua
reticulana), 7FE2XIFZA} ¥ 29} (Carpocapsa pomonella), 7FEXA|Y YXEUWA 2 (Carposina niponensis),
7ol En]o} B FulEl(Cheimatobia brumata), ZAZ(Chilo) %, ZH2EW$-H(Choristoneura) &, Fz|Alo}
Iu]FAe (Clysia ambiguella), FZZAM|F2(Cnaphalocerus) %, FU|ZAloF(Cnephasia) ¥, =X R =23}
(Conopomorpha) %, IZw=EgtAF~(Conotrachelus) &, IZIEFEA|o}(Copitarsia) &, AT ol (Cydia) &, &
27t =Fold2(Dalaca noctuides), Tloldtifo}(Diaphania) &, TlolEZ o} AlFtEE]~(Diatraea
saccharalis), oletg|ot2(Earias) &, AYE=Z3 o}9-2HE] R (Ecdytolopha aurantium), DepARFFA~ F
=AF 2 (Elasmopalpus lignosellus), Athyt A7Fg]ub(Eldana saccharina), of #|2Elo} FtollL A2} (Ephestia
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kuehniella), ol ¥=E]o}(Epinotia) %, oy o} EAEH|ER(Epiphyas postvittana), olE]&el(Etiella)
S8 ok Eulia) &, XA ol IH|F A2 (Eupoecilia ambiguella), = ZE|2(Euproctis) &, IrAOF
(Euxoa) &, ZE]ok(Feltia) &, Zzglo} @W=Ae}(Galleria mellonella), li}éi}ﬂo}(Gramllama) =
2}Z 2] e} (Grapholitha) &, ]E]E“EP(Hedylepta) %, gz =3 (Helicoverpa) =, 6%EL‘?_E]Z:(Heliothis)
T, sxvtede FEAXY PP (Hofmannophila pseudospretella), ZEo 2 Avk(Homoeosoma) %, T Hl}b
(Homona) &, 3|¥x=W$E 322t (Hyponomeuta padella), Z7]H& ol  ZelH I}A|olel(Kakivoria

flavofasciata), @+¥Zv}(Laphygma) &, @t=do]dlr]o} &l ~E}(Laspeyresia molesta), FA|:=EZA 2E2H
2]~ (Leucinodes orbonalis), viiEﬂE‘r(Leucoptera) Z, g EZFE]~(Lithocolletis) ZF, B EI Y <ty
YEH(Lithophane antennata), E®W|A|oF(Lobesia) &, EALIR2E] A AdH]| s ~EH(Loxagrotis albicosta), ZWHE

2lof(Lymantria) &, #l24lEo}(Lyonetia) &, ”Lﬁ‘riiu} Jr2Eg|ol(Malacosoma neustria), VFF7} EH

Ztg] 2 (Maruca testulalis), VFH~EgZ} HEbA| 7)ol (Mamestra brassicae), XEAlZ(Mocis) %, VI®Y Ala2le}
(Mythimna separata), WY &2F(Nymphula) &, QOlAEF2=(0iketicus) ZF, L#oF0ria) F, LEEM}
(Orthaga) %, LZ=EFUYoHOstrinia) &, &dvt Aol (Oulema oryzae), IF=|2~ FEWoH(Panolis
flammea), T=1heb(Parnara) &, FE] =2} (Pectinophora) &, viJEﬂE‘r(Perlleucoptera) , ZE
nlojlo}(Phthorimaea) %, IFY2E|~ A|EZEH(Phyllocnistis citrella), & JéﬁEﬂ_E'-(Phyllonorycter) =,
ylof g~ (Pieris) &, Z2E]xe} ~EEl}(Platynota stultana), ZFAoH(Plusia) ¥, ZFde FAdzxd
2}(Plutella xylostella), Xg}o]X(Prays) ¥, ZZulYo}l(Prodenia) ¥, LZEIZA(Protoparce) &, T8
dElok(Pseudaletia) &, FEZFAlol AFF W (Pseudoplusia includens), ¥&F$-2~EF T2~ (Pyrausta
nubilalis), E}ﬂg—ﬂ\]"} ‘F(Rachiplusia nu), Z=3o|xH]-$-2(Schoenobius) &, AlEX3}7H(Scirpophaga)
%, 2~FElol AAE(Scotia segetum), AMAF|o}(Sesamia) &, 232 7}E]lA(Sparganothis) &, AFEEZEH|
2} (Spodoptera) &, A~BFER ZECH(Stathmopoda) &, 2ERZEHH 2 A B A A #2H(Stomopteryx subsecivella),
AldE| = (Synanthedon) &, EIAloF &8y R E(Tecia solanivora), FElZwAlo}  ZwleaE] 2~ (Thermesia
gemmatalis), EJUlo} H2] 992 (Tinea pellionella), EJU]Z2} vl A gl A2} (Tineola bisselliella), EEEHY
2 (Tortrix) &, EYIZEFAoHTrichoplusia) &, FEF & FEH(Tuta absoluta), ®let&eh(Virachola) &

HEEOZ2RE &8 S0, olAE Ew|AEFE2A(Acheta domesticus), S@}El <edEe]~(Blatta
orientalis), ZE&t&gt A=ZvlU7l(Blattella germanica), UIAZZFA(Dichroplus) =, =g}
(Gryllotalpa) %, F3E3olol wldlglol (Leucophaea maderae), =ZFEH(Locusta) ¥, BeeZTFx
(Melanoplus) %, ¥2lZehilel old|g]7l(Periplaneta americana), F2EAZ7} ZZ#7}e]o}k(Schistocerca

gregaria).
HEZORZRE, JF 5o, AFgEIDF2=(Ceratophyllus) F % IAw2A2 7232~ (Xenopsylla cheopis).

ZALAYE O ZRE, oE S, ~AFE A D (Scutigerella) =

FAHAERZRE, dE 5o], oJUELEFH2A FAFF(Anaphothrips obscurus), W] LEFA BlEZ 2w A
(Baliothrips biformis), E#HIFIx=Eg 2 #H5HZ (Drepanothris reuteri), <ULEH2A  Feilx
(Enneothrips flavens), Z@#ZF#YA2H(Frankliniella) &, AILEHH=(Heliothrips) &, EAI=EYHx
jﬂE’"/‘*ﬂ’\(Hercinothrips femoralis), ZIAXZEY2~ FFAMEFF22(Rhipiphorothrips cruentatus), A|Z2EE

2 (Scirtothrips) &, EFULE#-A 722U (Taeniothrips cardamoni), EH(Thrips) =.
ZRogHE o E Eo], g3 2n AMFFE v (Lepisma saccharina).

2B HA AEFE, dF Eo] ol Ao d A (Aphelenchoides) &, F-EALA AT~ (Bursaphelenchus) &, T
AT ~(Ditylenchus) &, SEZHUZHGlobodera) &, dHZd 2t (Heterodera) &, E7]=F2~(Longidorus)
%, AZolm7|v(Meloidogyne) &, ZE#MFA~(Pratylenchus) F, T=EF~ AP~ (Radopholus
similis), EgIZEFA(Trichodorus) %, BAFF2 An#Ad|E&A(Tylenchulus semipenetrans), =AY
wl(Xiphinema) &< 23},

AT 9o, ¥ owHl e SEERe, 54 BE £t AgEN, B3 ARAl, 98, 4P 244, ®
& A fm AgARA, EE ANABARA, F Bol AAwA, B

oo tig A8 TIZA EE: WO (MRTHr-fA} 4714) 2

RLO (2] %] ok—fAh Tr7lzﬂ)°ﬂ 1'41?‘5} AgARA A8 5 k. HAF Ao, o5e d ThE B4 %

2o G4 A9 A e A7ARA e 5 9l

_/I:
o}

4>
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spstEd W/Ee AE A 2dA%Y EFER AFEEO, old w, d& Eof, &8 ~HEHS Y3HA
U, A8 AFAEE A AY, FEES STHATIAY, dEs WX EAY, B Ud 2SS WAE 5 9
o, omEE, AE RS HAE A, dE 5o 1L e AL JIE e Asw SR A rE E dn
of tigt AdAHS SHA7I= 28s 23t 9 JdE 5 Qg S, sty 2 AAF s, Wl
9 g dbaAel HAsl Sghe] gold WU g9 U, Al ui 9%, 8d AE F2 2/EE YTt
o A, A FHe A Y/mE F3E AYAE sHFAde iAo shesit. dubdoem B ko] wE &
A e et gEYVe £3sto Ry, AsdE gt #5HY, &, A9 EREY a5 NE Y
ARt ¢ A, dutyog  Zgua 83 WA e gy Yo, 2 B Fx g 2FES AL
&3t Aol 7hssith

53] ntgZe &3 JEUE, dF 59 tg3 gk

A5 A ) ad-g N A/ Al

At Wio wef EdoA gld &4 FFES FAH A3, odE 5o, AT A| HYE (["The Pesticide
Manual" 14th Ed., British Crop Protection Council 2006])el 7]AEo] AAL}, e AEY (d& Eol,

http://www.alanwood.net/pesticides)ol|A Zto}& 4= Au},
(1) otAldZ o 28|2tA] (AChE) A A, dAW, oF 59,

ZhEnto| B, oS Fo] detyrtEn, durtEr, Wi esten  wsertE

REAZRY, PEAF 2R
A

H
A, ZhEnd ) JtEREE JtER e JdEedvtEr ) Hxegrten Za2vEiolE, FHEe7tEH | o]

Zgyled, WEgestzrn, HWEY, WEIEH, SAbE,
o uxm2a EgolxidolE, EgWETIZ2H ) XNC 2 IALIEH; =

veuztEr,  LIRILE 0 EQUZIEH,

F7NEAHOE, odE B9 ofMFHo|E, ofAHE|ELA, ofAE~-oE ofIEA-vE, JIFAIEA FZEE
NEx, FREfNEs FRaEvys FRIVYEA FEVYFEA-vE, FokEAs Aol brE-
S-dWg, tolA=, fEFEERA/DDVP, UIAREIZ A UHEdo|E, tuEdlz t]&£XE EPN, o gL, 9
EXgys FFE AYuEs JUERER, FHEE, EXEolAOJE | FE =X o|uAJo}EA O] 4AHIE
22, o]ax a2l O-(HEA | =HEAYI ) A AY O E, o|FAEHR, WIER, w2, HEu| =X,
WETDE R WuEA RLEIAZEIA GP=, QW EGOE, SAYWE-vE, slgtgL, sietgL-dg, =
Eoflo|E, ¥eolE, AR, I AME, ¥2avuE, 4], Jnis-dY, Z2He¥s T2ygys %
REOo¥ A vFgIFEIXA JYUHEL, ALEA &3y HEYHIEA HHEA HEYzs HEDGER
EZRIE A EQWE, Eolxis, EEEEE 9 vl LEZ,
(2) GABA-Alo|® E=2etol= Ald A, d7a, dF £,
AR f7194, dE o] S22 2 deesd; BE
HddetsE (JZF), o 5o dEgzs 9 yIay,
(3) HEF A 28A/A%-9EY HEF AL A, A, eF 5o,
ERol=, dF E9 olAgUEH, dYEH, d-AL-Edx dYEH, ¢-Eds LY ER-”, HHERH, H]
JEH, HodYEH S-AF2AAHY o)FAA, HledAvERY, XNIFRIRZEY ANZFEH, HE-AS
- A g EH, Aol-A gz EY A E

Bl

o

Ed, A2 EY,
E-AdErEH,
=
E
2

— 1,

AE-A 2 ER, AE-AlF 2 Ed,

[m
M

FHEH, g--ZFUYYo|E, SAZLEA ouZREH, JHHEH, HEZHWEH
) VY EYR (JUEE), d2vEH, 2
EgHE™ [(IR) o2 A])], EZZHER 2 E

o E Hufo

DDT; T HWEASZE.
(4) Y=z¥A olAgdE3 4284 (nAChR) &S,

HLUAE| o2, o 5o] oMen| ==, SFREOIYT, TMH?F

2EYE 9 Eohr B i

qAd, & 501,
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[0347]

[0348]
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[0358]
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[0360]
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[0362]
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1]
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U=zH,

(5) UY=zeA otEEFd &4 (nAChR) ¢=E2=HE &43A, 474, d&

f
2

29, B o] AVUEY W AuAls,

(6) S2eto|l= AE AsHA|, o7Ad], & =

@A detol=, dE 5o WE BHEvio]E Bl thE o defoln; E
ZFEa9IY; B #¥4 5

(9) Adela FHAA, 5 5o IMERL; Ex F2Y7HE.
(10) &of A AAA, o5 5o S2AHZ, AEo}HA 8 HERhnl; B

o AL

(11) =% 233 Ho] nAE FIA|, oF o] vpdF2 FA7]AdA 2~ (Bacillus thuringiensis) o}F o]x=gt
A ~(israelensis), BFAF A Aubo @]~ (Bacillus sphaericus), HFAFE2A T 7|dlA] 2 o}F o}o]z}e}o]
(aizawai), BREAF2 FA7|AAA olF F22E}|(kurstaki), BHFEAFZ2 F@7|QA|2 o}F BRI Y2

(tenebrionis), % BT 2l& w2 CrylAb, CrylAc, CrylFa, Cry2Ab, mCry3A, Cry3Ab, Cry3Bb, Cry34/35Abl.
(12) AtspAd Asksh oAA, ATP wgA], oA, & £of, toldE -8 T

7154 BgE, odE 5] okAEEE, APAE B AREY SA=; ke

Z2IEYE; T HEZHE.

(13) H %42 FulE FTEAFo=2ZA  2gete 2kshgd QAks g@AZEHA,  «oFdl, dE 599,
FEaduyE, DNC 2 #ZFev] =,

(14) JzEA ofEEFd &4 AIA, d7d], dF £°, ey, 7129 3= & 2golt, HeAEY

R HEH-2F.

(15) A0Y 719 A oAA, e, g 5ol MArEEFE, FR2TF}FE, UERUFE, E7
FESE, BRANFE, ANTFRE, TAVE, wUTE, LHIFTE, HETNFE U EILRE

(17) &9 wdAl, A5, 4Ad, dE 5o, A=kl

(18) A= =84 &, odAdd, dF 5o, AzveAE, A=, HEAFA=AE 2 T A

(19) SEANIE 754, o), 48 5o, opvEgx,
(20) BFA-I A% 55 AAA, A4, 8 Sol, slehidis; Ex opiFnd; Ei TFojae vy,
(21) BFA-1 A4 5% A, % 5

METT AH-SofAl, ol& Sof dAuvpAal, svsAmolE, Jejujs, v, HF-dvjee 8 Edvets; =

L

L

i,

r

ZH¥= (A8 2=Derris)).

(22) Ag-20=4 HEF A DA, odE 5] JA=APIER,; T vEEFrE.
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(23) o}HE-CoA FFE2EA A 2] JAA, oA, oS Sof,
HEZA B HEZ F2A, o5 50 292
(24) EFA-IV A= =5 AAA, oA, dE 9,

Eal>
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il
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k7
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r
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(NS
i
bl
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bl
[>
e
A
o
2
bl
[>
«
[
k
s

Alofipel=
(25) BIA-IL A% 55 AR, A, 6% Sol, Alo)wvjetd,
(28) elobedl 84 o HE, AU, AT 5

el % Hof ZzasddyLs U 3

u
e
u)
O
e
=)

n

ulzle] 2§ WFUES Z2te F7HY @4 S E, d7d, oE 5o, oMMEEZFHE, oY arl, WER
o=, WlSA|Ho]E, H]F A ]#, HERIggdyelE, JlmHEuvelE, JyZetolE, ARIEZGHEZE
(NelA A 2), AIFFHER, YIzE, fgI2dgx, E3A£E, 279, EF92E, 794, Fix
A=, oHERE X, ]”i‘qi, HAZ2EFED, Jgd, JEFFAUE, HEGUEESFER 9 olo]Q
=gl 2 FriE b FE2s g 282 (Bacillus firmus) Z1Ae] AA (53] 4F CNCM 1-1582, & E9

VOTiVO™  ulo] @ Wl(BioNem)), 2 3&}7] ¥ ¥ &4 33E:

3-HERE-N-{2-HER-4-F22-6-[(I-A 22X addd)7tent2d |9 d-1-3-2 2 29 2| d-2-)-1H- 9] &~
5-7t2E2olu| = (W02005/077934 256 FA|H), 4-{[(6-BREyF=-3-)WE](2-ZF 2 2o g)oln| -} F &
-2(5H)-& (W02007/115644 258 FA9), 4-{[(6-ZF L2 =-3-A)WE](2,2-tZF o 2 E)o}u]| =} F e
-2(5H)-& (W02007/115644 23] FA|¥), 4-{[(2-F22-1,3-E|o}ZF-5-A) W] (2-ZF o 2| &)o}n| =} F -
2(5H)-& (W02007/115644 2 5-€] ;,X]g) 4~{[(6-F2 2V Y=E-3-I)E] (2-ZF 2 g )o}r] =} F&-2(5H) -
2 (W02007/115644Z2 38 FAE), ZFIHUFE, 4-{[(6-F22-5-ZF 2y =-3-d)wEd](We)o}r] =}
SEH-2(5H)-& (W02007/11564331—FE1 FAE), 4-{[(5,6-T)F 22T -3-d)H e ] (2-ZF 2 2 €l )o}n
ERFEE-2(5H)-2  (W02007/115646 0. 228 FXE), 4-{[(-FREZ-5-ZFoaygc-3-d)MEd|(XNEF=2Z2
A)opu e} F-2(5H) -2 (W02007/1156432. 238 FAH), 4-{[(-FR2ZFZ-3-d)vE|(NEZ=Z =)o}y
EPFEE-2(5H)-€  (EP-A-0 539 5882 RE F 1%), 4~{[(6-Z22FFe-3-A)w e ] (HE)o}m] =} F -
2(5H)-& (EP-A-0 539 58827 F4%9), {[1-(6-FR 22 t-3-2)d](Me)SA %~ N ~% sk el e} A ek}
"= (02007/149134 2 5-E] Jgﬂ%) W 79 BRI O)AAA {[(IR)-1-(6-F229Fd-3-2)dd](HE)2A]
=-A -z Akl = (A) 2 {[(19)-1-(6-F 2 23] 2 1l-3-2) o] D] (o] e) & A - \ - wpd ] Wl }A] oo}
u= (B) (vFRZFAR W02007/1491342 56 FXg) 4 sZAEE22 9 19 FEYGAAAZAA [(R)-HE(SA]
E)(R)-1-[6-(E) EF 2 2d) e 9-3-d o d}- A -esded]Agelr=  AD) 2 [(S)-WEL(SA
=) {(19)-1-[6-(ER Z2o v e) 78 d-3-2 o & }- A -2z b Aol = (A2) (FEQA|HAA & A
2 EANE) (wo 2010/074747, o 2010/074751 = 5-¥ A ),
[(R)-AE(SAE)(19)-1-[6-(E ZF o 2rle) v el d-3-A el P }- N ~Zshd ] A olr] = (B1) 2 [(S)-

e (A E){(IR)-1-[6-(Ed 7o 2re) e d-3-2 Jo] & }- A ~Zspd e el Al kol = (B2) (F-E4A0]4
A o BE BAE) (72 WO 2010/074747, WO 2010/07475122E TA %) 2 11-(4-F=22-2 6-tjvg
Hd)-12-3| == A)-1,4-U ZA-9-olA e 28] 24,2 4. 2] B Eg} ] ~-11-<1-10-2  (W02006/089633 0. 2 K-8 &
=), 3-(4'-EF 0 2-2 4-t]WdH] A d-3-Y)-4-3| EFA|-8-ZAP-1-0} 2} A~ T 2 [4. 5] vl A~-3-<l-2-
(W02008/0679112F-8 FAE), 1-{2-EF2-4-WE-5-[(2,2,2-EfEF 22 )=ad]dAd}-3-(EFEF L
2H")-1H-1,2,4-E g o}Z&-5-0}71 (W02006/0436352 €] FA9), [(3S,4aR,12R,12aS,12b9)-3-[(A E2 22 H
FERE)SA1-6,12-H 3| == A] -4, 12b-H | & -11-2-4-9-(F 2] H-3-2)-1,3,4,4a,5,6,6a,12,12a, 12b-H] 7}3]

200, 1IH-AM [ {198 [4,3-b] A2 W-4-d e A S22 72 H A o]E  (§02008/066153 .2 H-E FX]
), 2-Aole-3-(HEF Q2| EA])-N N-t v &uldlEZolu| = (W02006/056433 0256 FA|H), 2-Alo}e-
3-(OEF Q2 EA)-N-rd il Al & Zobn| = (W02006/100288 25 FAH), 2-Ao}e-3-(TZFQ 2|5 A])-N-
o el gl s FEolu| = (§02005/035486 2.2 K-8 X E), 4-(HEFLEZHFA)-N-Ed-N-we-1,2- M Z=E|o}Z-
3-obl 1,1-t] A= (W02007/0574072 % ZFX1¥), N-[1-(2,3-tdd=d)-2-(3,5-t e d)ol e ]-4,5-1]
3| =2-1,3-Eo}&-2-o}71 (1102008/1045032. 2 K- FX¥), {1'-[(2E)-3-(4-—F=2=Hd) L2 2Z-2-q-1-d ]-5-

or}o

el

_>,i

F
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EFRLREAVR[RIE3 4 -T2 d -1 -4} (2-F 22y d-4-<d) v k= (W02003/106457 248 5414), 3-
(2,5-09 g9 d)-4-3| = F A -8-H| 5 A]-1,8-t] opAk v 2[4, 5] 6] 2-3-1-2-2  (102009/049851 =258  &X4),
3-(2,5-t v u d)-8-m HA|-2-& 4-1,8-T] o} Ak ¥ 2[4, 5] 6 2-3-9l-4-< 011%‘ FhE2 R lo]E  (102009/049851
ZHE FAE), 4-(FE-2-20-1-45A)-6-(3,5-tHd 9 d g d-1-d)-5-FF 25 2| n| g (§02004/099160 2. &
HE A", (2,2,3,3,4,4,5,5-FEEFLEME)(3,3,3-EYEFerred )t EY (W02005/O63094i
e FAE), (2,2,3,3,4,4,5,5-FEEF2Y)(3,3,4,4,4-HMEpEF 2T U EY (102005/063094
28y #AH), 8-[2-(NERZRAMFAD-4-(EEF L2 E) o =A]]-3-[6 (—E—‘j/]”e“r‘-?—iuﬂ%)rqaq‘;ﬂ_:g_
A]-3-oAHH A FZ[3.2. 1158 (W02007/0402802. 258  FAg), ZT2ZWEHA, PFI364 (CAS TF W
1204776-60-2) (JP2010/018586 2.2 € FAH), 5-[5-(3,5-t|ZZ&EAL)-5-(EEFLEME)-4,5-t]3 =2
-1,2-8 A E-3-91-2-(11-1,2,4-Ego}&-1-)HF U EZ (W02007/0754592 € FXH), 5-[5-(2-F2 =21z
H-4-)-5- (B EF e 2mE)-4,5-43| = 2-1,2-FAE-3-4 |-2-(11-1,2, 4-Ego}E- -z EH

(W02007/075459 = - FAE),
4-[5-(3,5-HEF 22 )-5-(EEF 2 e )4, 5-1 8 ==2-1,2-FAE-3-Y | -2- & -N-{2-F &-2-

[(2,2,2-E¥]& EEOHE‘)O}Uh o e }ul =olu = (W02005/085216 0. = 5-¥ T,
4—{[(6—ﬂ§§4ﬂ"4—3—°1)ﬂ (NE2z2d)obu| )1, 3-FAE-2(5H) -2 4~{[(6-ZF 2=y gd-3-2)

g](2,2-t= FLEOHE‘)OMJ 1,3-SAkE-2(5H) -2, 4-{[(6- JEEJM"% -3-d)mE ] (e ") obr] e }-1, 3-S5 A}
€—2(5H)—L, A-{[(6-F =29 -3-D) v ] (W) opn] 5 }-1,3-FARE-2(5H) -2 (E5F 102010/005692 % +-F
FAE), NNI-0711 (W02002/096882= -] &A8), 1-opA€-N-[4-(1,1,1,3,3,3- A ZF O 2-2-M 5 A T2 9}~
2-)-3-ola = [-N-o] =3, 5- T W - 1H- v g5 -4-7h 25 ~opm| = (02002/096882 278 &4]5),
e 2 [2-({[3-REE-1-(3-FE 29 d-2-9)-11-9 &FE-5-d 72 R d Jolu| o) -5-F 2 2-3-vd il Zd |-
e-vgs| =zt e Aol (02005/085216 248 $xH), wE 2-[2-({[3-HEE-1-(3-F 2294~
2-)-1H-9]#E-5-d )72 R d foln| & )-5-Al o -3-w Fwl 2 | -2~ D3| =ahl 7k 2 5 A gl o] E - (102005/085216
ocwiy FA%8), WE 2-[2-({[3-BER-1--2 =29 2|d-2-9)- - &E-5-L [7F= R d fob] 1) -5-A] o} 1z
-3-HElzd]-2-WE s mepxl st 2 54 g o] E (02005/085216 2 26 FAE), WE 2-[3,5-UHZR-2-({[3-
HE2R-1-3-F2 29 d-2-2)-1-F et E-5-d 7t d bopr )il 2 U ]-1, 2-T] | D 3| th 21 7F 2 A gl o] E
(W02005/085216 0. 23] TAg), "W 2-[3,5-UH 2R -2-({[3-B2X-1-(3-F2 23 g d-2-U)-11-9] & Z-5-
d7tERd o)l = |-2-o s Eepl 7 E A v o] B (W02005/085216 0. = H-H SAE),
(5RS,7RS;5RS, 7SR)-1-(6-F 2 2-3-9 gL d)-1,2,3,5,6,7- A} 3| = 2-7-H D-8- L ERZ-5- T 2 Z | o] W]}
[1,2-a]9 g | (102007/101369 2 % A1),
2—{6 [2 (5-ZF 229 d-3-9)-1,3-Hot&-5-d 9 gl d-2-d g gl md (W02010/006713 .26 FAH), 2-
{6-[2-(F] 2] d-3-9)-1,3-Hol&E-5-d 9 gl d-2-d o gmd  (102010/006713 .= F-E] &), 1-(3-F ==Y
fﬂ‘a—z—%‘)—N [4-Alobe-2-m D -6-(H B 7F=n ) A d |-3~{[5-(Ed EF 2 8)-1-H EdtE-1-d |2 }-
-9 gt &-5-7F2 S 2ok = (1102010/0695022 -8 &A1g), 1-(3-F2=232d-2-9)-N-[4-A]obr=-2-w| & -
6-(mE7k=ntd) s d |-3-{ [6-(E &7 2 d)-2H-H Ee}E-2-d | v & }-1H-9] 2} &-5-7t =2 2ofr| =
(102010/069502% 45 &A1), N-[2-(tert-E7FEHE D)~ 4-AJohle-6-H | ]-1-(3-F 22y 2] -2-<1)-
SHI-(EdEFoave)- - EdE-1-d | € - 1-9] 2k&-5-7k2 5 2o = (W02010/069502 2 -8 5-4H),
N-[2-(tert-FE7FEnRA)-4-AJol-6-v D7 D ]-1-(3-F 227 Y d-2-9)-3-{[6-(E| ZF 2 = v E)-21-H]
EftE-2-d e - 1- 9 2 E-5-7h 2 iy 2 ofm| = (W02010/069502 % 4 A1),
(IE)-N-[(6-F 2292 d-3-d) WL ]-N'-A o} leN-(2,2-T ZF 2 2o &) o ghofw] =ofr] = (102008/009360-2- 2.4
Bl A8), N-[2-(5-0}n|=-1,3 4-Elo}r]o}E-2-)-4-F 2 2-6- Do d |-3-H 2 R-1-(3-F 22 J] 7 d-2-%)-
-y ehE-5-7k 2 ~obu = ((N102057925= 8 &44) R wd 2-[3,5-HHRE-2-({[3-HEF-1-(3-F 22
g d-2-d)- -9 gE-5-d e R d polr| )Ml 2 A ] -2-o &-1-v| g 8| =epl 7k =2 5 glo] E - (§02011/049233 2
ZHE FAHE).

(1) dzxnxes AT JAA, O9Ad, <& 59, (1.1) YUEEI (1704-28-5), (1.2) ofAEUE
(60207-31-0), (1.3) ®HEIZ2EE (55179-31-2), (1.4) BEXFIUZ (116255-48-2), (1.5) A|ZTEIUE
(113096-99-4), (1.6) YERHF-EHZE (75736-33-3), (1.7) Yil=ivE (119446-68-3), (1.8) YYIU=
(83657-24-3), (1.9) Yyyay=-M (83657-18-5), (1.10) E=EHIEEX (1593-77-7), (1.11) E=URE3 o}AE|
o]E (31717-87-0), (1.12) o|ZA:u= (106325-08-0), (1.13) olEbxub=: (60207-93-4), (1.14) A=
(60168-88-9), (1.15) HMF-I=E (114369-43-6), (1.16) HIAAIW= (126833-17-8), (1.17) HZ2ZId
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(67306-00-7), (1.18) HAZ=ZIF =X (67306-03-0), (1.19) SFHAIYE (136426-54-5), (1.20) =
ulE (56425-91-3), (1.21) Z2FAg= (85509-19-9), (1.22) ZFEo}lZE (76674-21-0), (1.23) ¥F =5
(112839-33-5), (1.24) FEIUYZF-A|2 (112839-32-4), (1.25) SAALmUZE (79983-71-4), (1.26) o|mpzd
(60534-80-7), (1.27) olul&d &Ho|E (58594-72-2), (1.28) o|w|WlauZE (86598-92-7), (1.29) o|=Z 3}
% (125225-28-7), (1.30) W EmUZE (125116-23-6), (1.31) mSF=REbd (88671-89-0), (1.32) YZEHA
(65472-88-0), (1.33) *Folzl& (63284-71-9), (1.34) =¥ IUYZE (174212-12-5), (1.35) HIFEZHEHE
(76738-62-0), (1.36) HFe}zoe]E (101903-30-4), (1.37) AFUZE (66246-88-6), (1.38) || =& (3478
94-2), (1.39) Z2F=2g= (67747-09-5), (1.40) E=2I|F}E  (60207-90-1), (1.41) ZREQIAYE
(178928-70-6), (1.42) FZ|FE]FFZXE (88678-67-5), (1.43) I|dl=2~ (88283-41-4), (1.44) HAIUYZE
(103970-75-8), (1.45) AlHZUZE (149508-90-7), (1.46) AIFFAF (118134-30-8), (1.47) H|FFAUZE
(107534-96-3), (1.48) €HlZu] }& (91161-71-6), (1.49) HEZZIUE (112281-77-3), (1.50) EgolrdE
(43121-43-3), (1.51) EgoltymiE (89482-17-7), (1.52) EF UL (81412-43-3), (1.53) EZFr|=
(68694-11-1), (1.54) EZEH (26644-46-2), (1.55) EHEFU}ZE (131983-72-7), (1.56) HFUFUI}=
(83657-22-1), (1.57) HY3ZU=-p (83657-17-4), (1.58) HIYFIYUZE (77174-66-4), (1.59) HEIAI=
(137234-62-9), (1.60) 1-(4-Z2=ZHd)-2-(1H-1,2,4-Ego}Z-1-) A S22 (129586-32-9), (1.61) w
g 1-(2,2-gHE-2,3-y3| = 2-11-91d-1-Y)-1i-o] | g} Z-5-7t2 5 A g o] E  (110323-95-0), (1.62) N'-{5-
(OEF22dE)-2-vEd-4-[3-(EgiWedAd ) T2 ZA] |9 d}-N-o | &-N-f o =Fx Foln| = (1.63) N-oll€-
N-mlE-N'-{2-H e -5-(Eg| EF L2 E)-4-[3-(Egre ) Z2 Z A d o|n| X Folr|= F (1.64) 0-[1-
(4-HEA A5 A])-3,3-C W E HeF-2-2 | 1H-0] V]| t}E-1-FF2HE| Qo|o] E (111226-71-2).

(2) &25F dAA (2F 94 dAAD, AW, <& B, (2.1) 8k (581809-46-3), (2.2) HAZEE=
(188425-85-6), (2.3) 7+=28-Al (5234-68-4), (2.4) UZFvE" (130339-07-0), (2.5) HAFH (24691-80-3),
(2.6) EF29 % (658066-35-4), (2.7) EFEd (66332-96-5), (2.8) ZHAIIEAIE (907204-31-3),
(2.9) FHHEIE  (123572-88-3), (2.10) FEHAEF2L (60568-05-0), (2.11) Al-old= kA A]
IRS,4SR,9RS B <QtE]-cll¥]™ pAu A 1RS,4SR,95Re] o]Av|ehat e (881685-58-1), (2.12) o]Av|epxt
(Qre]-oll g 2pAm A, (2.13) ol&F ezt (FE-dlan] 7ol dd A 1R,45,9S), (2.14) ol&d bzt (Y
-olgw Aol dAA 1S,4R,9R), (2.15) olA¥ ezt (Al-olFw 2pAu Al 1RS,4SR,9RS), (2.16) o]&id bzt
(A-ell 3w Aol A=A 1R, 4S,9R), (2.17) olaF ezt (A-oajw] AZ/FelddA 1S,4R,99), (2.18) ™=
249 (55814-41-0), (2.19) SAZFEEA (5259-88-1), (2.20) HAZF3 (494793-67-8), (2.21) HEeyz=
(183675-82-3), (2.22) MYt (874967-67-6), (2.23) E]ZFAu|= (130000-40-7), (2.24) 1-wl&-N-[2-
(1,1,2,2-HEHEF L2 5A) AL ]-3-(ES| EF L2 W E)-IH-Y & E-4-7t 2 B ~olu| = (2.25) 3-(HEFL
2re)-1-wg-N-[2-(1,1,2, 2-H E&EF o 2 5 A) d| d |- 1H-T] et E-4-7F 28 2ol = | (2.26) 3-(HEFLE
we)-N-[4-ZF 92 8-2-(1,1,2,3,3,3-8ZF o 2 T2 ZA) | d]-1-H &-11-9 g} ZH-4-7} 2B »~olu] = (2.27)
N-[1-(2,4-0 2229 d)-1-F EA Z23-2-4 | -3-(H EF L2 ) -1-W - 1H-F gE-4-7 2 5 2ol =
(1092400-95-7), (2.28) 5,8-HZFL2-N-[2-(2-FF 2 2-4A[4-(EZF o2 E) v 2|d-2-d ] A old) ol
g]AEd-4-obl (1210070-84-0) (W02010025451= 8 &A1), (2.29) N-[9-(HE==wd)-1,2,3,4-H
Egps| ER2-1 - e e 22 -5- ] -3-(H & F e 2w d)-1-HE-1l-v| gfEA4-7F 2 S 2ot = (2.30)  N-
[(1S,4R)-9-(FZFz2rdd)-1,2,3 -t Ee}s| =21 4-vel ey T el -5-9 ]-3-(J ZF e 2 e)-1-v g~
-9 2tE-4-7F2 5202 8 (2.31) N-[(IR,45)-9-(HEF22mdl-1,2,3 4-H EZ}s| = 2-1, 4-vEf 22
A-5-A]-3- (A EF o2 d)-1-v e -1H-T] &} E-4-7t 2 H 2opn =

(3) &5 Ao H53FA 11l i3] #H&ate &5 A4 (25 Al JAAD), d7dd, dF 5o, (3.1) ot
EEdlY (865318-97-4), (3.2) olu]&HE (348635-87-0), (3.3) o}lFA|A~E=ZHl (131860-33-8), (3.4) Ao}
Z3u= (120116-88-3), (3.5) FHEAAEZR (850881-30-0), (3.6) FEA|~E=W (850881-70-8), (3.5)
UEAAEZH (141600-52-4), (3.6) oH|AEZ R (238410-11-2) (WO 2004/058723 2. 258 Fx]g), (3.9)
THEARE (131807-57-3) (WO 2004/0587232. 278 &A1), (3.10) #Huw]E (161326-34-7) (WO 2004/0587232.
2RE FAY), (3.11) HSAZEZW (918162-02-4), (3.12) ZFLAL~ERH (361377-29-9) (WO
2004/058723 .2 5-E] FA|"), (3.13) AUZA-vE (143390-89-0) (WO 2004/058723 2.2 F-¢ FA|H), (3.14)
WEM=2EZH (133408-50-1) (WO 2004/058723 .28 Fx]€), (3.15) QAFLERZH (189892-69-1) (WO
2004/0587230. 2 HE] FA|H), (3.16) FIFAAE=ZH  (117428-22-5) (WO 2004/058723C.2 X8 FTAH),
(3.17) IFFE2EZH (175013-18-0) (WO 2004/058723 .25 +A58), (3.18) IFWEAE=ZR (915410~
70-7) (WO 2004/0587232.25-E] FX|¥), (3.19) I A 2=EZR (862588-11-2) (WO 2004/058723 .28 =+
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A", (3.20) FYWFIEE (799247-52-2) (WO 2004/058723C.2FE] FAE), (3.21) EZFEvgs=8
(902760-40-1), (3.22) ETZFAAEZW (141517-21-7) (WO 2004/058723 0. 238 FXH), (3.23) (2E)-2-
2H{[6-(3-F2Z2-2-WEH 5A)-5-ZF 2 29| g v d-4-A & A H ) -2-(H EA o] w] . ) -N-v ol Fholu] = (WO
2004/058723 0. 2% FXH), (3.24) (2B)-2-(#H|EA] o0 =)-N-w&d-2-2—{[({(1E)-1-[3-(Ex] ZF e 2Wd)
Hd ol dlyobn] ) A W o) ol gholm| = (WO 2004/0587232.2HE FX|H), (3.25) (2E)-2-(H5A]0]
v ) -N-t & -2-{2-[(E)-({1-[3~(E EF 2w ) Hd | EA| }olr| ) W H | d }el gholu] = (158169-73-4),
(3.26) (2B)-2-{2-[({[(1IE)-1-(3~H{[(E)-1-ZF 2 2-2-# o el 2 1S e ol D g vl Jo}m| 2= )& A ) W E | ) d }-
2-(M & Al o] ) -N-v| D of| gho}n] = (326896-28-0), (3.27) (2E)-2-{2-[({[(2E,3E)-4-(2,6-TZ 229 d)F-E-
3-ql-2-dgd]obr AN F " gl d }-2- (M| S A o] v =) -N-w[ e e gholr] = (3.28) 2-E22-N-(1,1,3-E&¥|
g-2,3-ts = g2-1-¢d-4-) g g Pd-3-7t2 B ~olm| = (119899-14-8),  (3.29)  5-W|EA|-2-w€-4-(2-
{IHAE)-1-[3-(EgEFozve)dd ol d e dobn| ) SA T e o d)-2,4-1] 8] = 2-3H-1,2,4-E 2] o} £-3-
2, (3.30) WY CE)-2-{2-[({AZ2Z2H[U-EA A D) olr e ]v e} d)vd | #dd )} -3-HEA| Z2 2~
2-o ool E  (149601-03-6), (3.31) N-(3-°19-3,5,5-E WA ZF 2N A)-3-(LE2Yo}n| 1x)-2-3| =2 A|H =
olm| = (226551-21-9), (3.32) 2-{2-[(2,5-tuE A=A v & ]od }-2-m| FA|-N-r| D o}H| Eolm| = (173662-97-
0) 2 (3.33) (2R)-2~{2-[(2,5-tHE s =A) u e o d }-2-v| FA]-N-t] o} x| Eoln| = (394657-24-0) .

(4) FAREE 2 Az 2499 AAAl, dXd, dE S, (4.1) W= (17804-35-2), (4.2) 7t=d¥luA
(10605-21-7), (4.3) ZREHYZ (3574-96-7), (4.4) TlEHI=H (87130-20-9), (4.5) olet=4t
(162650-77-3), (4.6) EF2yF8 = (239110-15-7), (4.7) FH|gthE (3878-19-1), (4.8) HAFE (66063~
05-6), (4.9) EJolwlt}= (148-79-8), (4.10) E]evtdlo|E-vE (23564-05-8), (4.11) E]Q3}U|o]E (23564~
06-9), (4.12) LAt = (156052-68-5) , (4.13)
5-ERE2-7-(4-H a9 H Y d-1-9)-6-(2,4,6-EFZFe2HY)[1,2, 4] EFo}EZ[1,5-alFn . (214706-53-
3) B (4.14) 3-2RE-5-(6-F 22T YU-3-9)-6-E-4-(2,4,6-E EF 229 ) I bzl (1002756-87-7).

BG) g5 F4e Z2e IFFgE, gAY, 95 59, (5.1) BREE ZFEE (8011-63-0), (5.2) FHELE
(2425-06-1), (5.3) Z¥ek (133-06-2) (WO 02/121722%-¥] ZX9), (5.4) Z22&=24d (1897-45-6), (5.5) T
2 AA, AN FAseE] (20427-59-2), (5.6) YEEIARE] (1338-02-9), (5.7) AbsbgtE] (1317-39-1),
(5.8) A Fsk79 (1332-40-7), (5.9) A (7758-98-7), (5.10) HUEEZFol= (1085-98-9), (5.11)
UElo}= (3347-22-6), (5.12) =¥ (2439-10-3), (5.13) =9 H9 7], (5.14) #H=2wF (14484-64-1),
(5.15) ZFLEEHE (719-96-0), (5.16) ZHE (133-07-3), (5.17) FobArEl (108173-90-6), (5.18) o}
AE oA HOIE, (5.19) olml=EFY (13516-27-3), (5.20) o]v]sEldd AW olE (169202-06-6), (5.21)
oln ety EgolAH ol E (57520-17-9), (5.22) wkaH (53988-93-5), (5.23) whmA|E. (8018-01-7), (5.24)
vhil B (12427-38-2), (5.25) ®E]Z (9006-42-2), (5.26) ol wEF (9006-42-2), (5.27) TFEl-%4l
(10380-28-6), (5.28) X=Zunxl (104-32-5), (5.29) Z=2I YR (12071-83-9), (5.30) &F 2 3} AA|, oA
o, A& 5o, Z+w e = (7704-34-9), (5.31) HF (137-26-8), (5.32) EHEFoIHE (731-27-1),
(5.33) AUlE (12122-67-7) E (5.34) A7 (137-30-4).

(6) WA F%A4, dAd, d 5o, (6.1) ofAMIZg=-S-wE (135158-54-2), (6.2) o]AiEold (224049-
04-1), (6.3) ZTEH|UZ (27605-76-1) L (6.4) Eloltld (223580-51-6).

(7) obmmal 5owbild AgHd o] oAlAl, AR, s 5o, (7.1) HE=ZH (23951-85-1), (7.2) Eeh=EA
d-S (2079-00-7), (7.3) AZ2Ud (121552-61-2), (7.4) 7F7kulolal (6980-18-3), (7.5) Zh=7hnfolAl
crIEgolE F£3kE (19408-46-9), (7.6) WY (110235-47-7), (7.7) H=webd (53112-28-0) %
(7.8) 3-(5-FF22-3,3,4 4-HEHME-3, 4-T]3| =R o| A F]E5-1-A)F =7 (861647-32-7) (W02005070917 =
5H FAH).

ol

(8) ATP AIAF

AAA, 7d], cﬂ% o], (8.1) #HE olAEle]E (900-95-8), (8.2) el F=Zo]|= (639-
58-7), (8.3) Tl I =EBAE (76-87

-9) ¥ (8.4) A¥l e (175217-20-6).

=

(9) AXE FAo JAA, dAd, <& 5o, (9.1) wlgopda]st=2H (177406-68-7), (9.2) UHERZX
(110488-70-5), (9.3) ZFEE=X (211867-47-9), (9.4) o|Z=Z¥g|7t=2H (140923-17-7), (9.5) WHZZ}v]
= (374726-62-2), (9.6) Z@&Al (11113-80-7), (9.7) Z¥=42% (22976-86-9), (9.8) 2 riulo]Al A
(37248-47-8) % (9.9) T geo]E (283159-94-4; 283159-90-0).

(10) }d = g Aol AAA, oA, oE Eo, (10.1) H#d (92-52-4), (10.2) EFEE2U|B (2675-77-
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6), (10.3) ©ZF2F (99-30-9), (10.4) olt)AF~ (17109-49-8), (10.5) olEZt]e}= (2593-15-9), (10.6)
olo] Q =7F2H  (55406-53-6), (10.7) o]ZZMIFE X (26087-47-8), (10.8) o]AX=ZE]Ed (50512-35-1),
(10.9) ZEFREILEH (25606-41-1), (10.10) ZEHEII=ZH =z F2do|t (25606-41-1), (10.11) ==
EloglEr (19622-08-3), (10.12) JFE~ (13457-18-6), (10.13) FEA (82-68-8), (10.14) YA
(117-18-0) € (10.15) EF2¥2~-9E (57018-04-9).

(1) Aehd A oAA, dAd, dF Eo], (11.1) Zt2Z2Z9n = (104030-54-8), (11.2) HUEF2ZAHE
(139920-32-4), (11.3) #xAE (115852-48-7), (11.4) EE|= (27355-22-2), (11.5) V2AE (57369-32-
1), (11.6) EgAZE= (41814-78-2) 2 (11.7) 2,2,2-Eg|ZF o 2og (3-w|d-1-[(4-v & z)o}n] ]
HE-2-¢ 7l Euldo] E (851524-22-6) (W020050424742 K€ A H).

(12) &2k gl AAAl, dzAad, A5 59, (12.1) wd=A (71626-11-4), (12.2) #HGEa-N (71224)
(98243-83-5), (12.3) H-y|gv|o|E (41483-43-6), (12.4) ZF=H=E (67932-85-8), (12.5) twWElEE
(5221-53-4), (12.6) olEZ&E (23947-60-6), (12.7) FEeHA (57646-30-7), (12.8) 3|=AFE (10004-44-1),
(12.9) dlg=ha (57837-19-1), (12.10) wE=A-M (H#H=54) (70630-17-0), (12.11) o]~ (58810-48-
3), (12.12) SAF9A (77732-09-3) 2 (12.13) S&AAF (14698-29-4) .

(13) Az AL gAA, dAd, oS o], (13.1) FEZY|o|E (84332-86-5), (13.2) AMZF R (74738
17-3), (13.3) ZFr]&44d (131341-86-1), (13.4) o|Z =] (36734-19-7), (13.5) ZEA|WE (32809-16-
8), (13.6) FA=A= (124495-18-7) L (13.7) HIF=ZZH (50471-44-8).

(14) 2AZYA|, dAY, 92 S, (14.1) ¥UYa38 (485-31-4), (14.2) tlx=z}+ (131-72-6), (14.3) #HAH
& (89269-64-7), (14.4) ZFolAF (79622-59-6) = (14.5) W& =7} (131-72-6).

(15) F7F9] 5=, oAxdl, & Eol, (15.1) HlgolE (21564-17-0), (15.2) ®HAF (163269-30-5),
(15.3) ZFZAmtolal (70694-08-5), (15.4) ZF2F (99-49-0), (15.5) 7|x=wWE 2 lo]E (2439-01-2), (15.6)
g edlE (FgxteE) (688046-61-9), (15.7) FZEUlH. (11096-18-7), (15.8) AlEZFIUn= (180409~
60-3), (15.9) Al&EAbd (57966-95-7), (15.10) A|Z2Ewn| = (221667-31-8), (15.11) HFEWE (533-74-4),
(15.12) wlR}zkE2 B (62732-91-6), (15.13) YFz=3 (97-23-4), (15.14) ©ZF=Zm 2 (62865-36-5), (15.15)
UAZHAE (49866-87-7), (15.16) YAZFAE wEEHO|E (43222-48-6), (15.17) flsdoldl (122-39-4),
(15.18) o= o] E(EcoMate), (15.19) #y|e}xtwl (473798-59-3), (15.20) ZFHEWZ (154025-04-4),
(15.21) EFLEWE (41205-21-4), (15.22) EF=IW = (106917-52-6), (15.23) EFEokd (304900-25-
2), (15.24) ZANY-LFu)E (39148-24-8), (15.25) ZEAG-Z4, (15.26) ZAE-2F (39148-16-8),
(15.27) AALZFZ=29Al (118-74-1), (15.28) o] Fululolal (81604-73-1), (15.29) WEl&EEZII2H (66952-49-
6), (15.30) W€ o]AE|QAJolY|o]E (556-61-6), (15.31) "lE=#= (220899-03-6), (15.32) =t]emnjolAl
(67527-71-3), (15.33) UElmfolAl  (7681-93-8), (15.34) UY#A UEUE L 7l2uHo]E  (15521-65-0),
(15.35) YERg-o|Ax=d (10552-74-6), (15.36) SEE+= (26530-20-1), (15.37) SAFEIFZ2H (917242
12-7), (15.38) ZAJHERQ] (34407-87-9), (15.39) HEpEZ=E=d= P 19 9 (87-86-5), (15.40) FH=EH,
(15.41) <12k = 9] o (13598-36-2), (15.42) E2auslev-¥AdyolE, (15.43) ZT2Iil-AF
(88498-02-6), (15.44) ZT2AUYAE (189278-12-4), (15.45) TR E (868390-90-3), (15.45¢) (2E)-3-(4-
tert-289Hd)-3-(2-F 229 Jd4-U)-1-(RE2ZH4-A) T ZZ-2-ll-1-2 (1231776-28-5), (15.45z) (27)-
3~(4-tert-F-2Hd)-3-(2-F 2292 d-4-I)-1-(REEZA-4-A) T2 Z-2-¢I-1-  (1231776-29-6), (15.46)
IEYE"Y (1018-71-9) (EP-A 1 559 32002 HFE FX|H), (15.47) HIFEZEH (376645-78-2), (15.43) H=E
2xga (76280-91-6), (15.49) EUIUE (304911-98-6), (15.50) Eo}EA = (72459-58-6), (15.51) E
g Zgv = (70193-21-4), (15.52) AFF = (84527-51-5), (15.53) (3S,6S,7R,8R)-8-HA-3-[({3-[ (o] &H
HESA) HEA -4-m EA 2| d-2-Y }7FE B ) obu| = |-6-m € -4, 9-T] & 4-1 5-T] S 42 -7-9 2-med 29
ool E (517875-34-2) (W020030356172F-8 &A8), (15.54) 1-(4-{4-[(5R)-5-(2,6-H] ZF 2. 2¥d)-4,5-1]3]
T2-1,2-%AE-3-4]-1,3-Elo}E-2-d F F gl d-1-Y)-2- [5-WE-3-(EY EF 2 r e )-1H- 9] 2} &-1-d | ol ¥}
= (1003319-79-6), (15.55) 1-(4-{4-[(55)-5-(2,6-HEF 2 23d)-4,5-H 8| ==-1,2-FAE-3-9]-1,3-F| o}
E-2-4 1y e d-1-9)-2-[6-ME-3- (B EF 2 e)-1H-v#E-1-d ]l BF=  (1003319-80-9), (15.56) 1-
(4-{4-15-(2,6-t) EF 2 23d)-4 5-H 3| E&2-1,2-FA}Z&-3-9 ]-1,3-F| o} F-2-d o] #| 2] D -1- Y ) -2- [ 5-"| D -3-
(E|EF 2w e)-11-v]&E-1-d ol Ei= (1003318-67-9), (15.57) 1-(4-H|5 A H|35A])-3,3-t] WD ek-2-<
-olrthE-1-7k2 R4 go] E  (111227-17-9), (15.58) 2,3,5,6-HEtZZ2-4-(Mgdsxd)9ed  (13108-
52-6), (15.59) 2,3-t]§-E-6-ZZZE ol x[2,3-d]Fend-4(3H)-& (221451-58-7), (15.60) 2,6-t]vd-
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1H,50-[1,4]15) €] 0] =[2,3-¢:5,6-¢' 1] 9 &-1,3,5,7(2H,60)-HEZE, (15.61) 2-[5-HE-3-(E4ZF
1H- Ai}%—l A ]-1-(4-{4-[(5R)-5-¥'d-4,5-1) 3| = 2-1,2-&A}E-3-A | -1, 3-E] o} Z-2-A } v o] 2 - 1 -
(1003316-53-7), (15.62) 2-[5-W€-3-(Eg|ZF o 2re)-11-3]g}&-1-¥1-1-(4-{4-[(59)-5-u 24,
2-1,2-241%-3-91-1,3-Eo}E-2-9 g # g d-1-9 ) ol E}=  (1003316-54-8), (15.63) 2-[5-W|E&-3-(E
L2 E)-1H-9 gtE-1-Y 1-1-{4-[4-(5-3d -4, 5-T] 3| = &=-1,2-ZA}E-3-%) -1, 3-Flo}&-2-d | F A 2| d-1-Y }
o E}= (1003316-51-5), (15.64) 2-F-EA]-6-o}o] @ w-3-ZRFA[-FEW-4-&, (15.65) 2-ZFEE-5-[2-F &
2-1-(2,6-1 EF 24| 5A H D) -4-WD-1H-o|v|T}E-5-L ] F) g, (15.66) 2-ddols 92 19 4 (90-
43-7),  (15.67)  3-(4,4,5-E¥EFLE-3,3-tWE-3 4-Ts=ro|AH=U-1-)FA=d  (861647-85-0)
(W020050709172 58] +A1%8), (15.68) 3,4,5-EZF 229 d-2,6-U7tERYEZ (17824-85-0), (15.69) 3-
[6-(4-F= 23 d)-2,3-tme-1,2-SA 52 d-3-d ]9 ed, (15.70) 3-222-5-(4-22=2¥d)-4-(2,6-H=
Fowvd)-6-Ey by, (15.71) 4-(4-F22HD)-5-(2,6-0ZF=29d)-3,6-gudyobx, (15.72)
5-o}ln=-1,3,4-Elo}t]o}F-2-E]&, (15.73) 5-FEREZ-N'-HId-N'-(ZEIZ-2-¢1-1-U)E| e A-2-& L -3 =2}X
= (134-31-6), (15.74) 5-EFE-2-[(4-EFF2WA)SA |7 grd-4-oF9l (1174376-11-4) (V02009094442
2HY %), (15.75) 5-FF2-2-[(4-weuld) A ]9 gnd-4-o}7 (1174376-25-0) (W02009094442 = K-
H 3A4%9), (15.76) 5-"E-6-<E[1,2, 4]Eg|o}Z&[1,5-a] ¥ gnH-7-0}7l | (15.77) o &-(22)-3-0}m] -2~
Alople-3-Hd L2 I Do ;o o] E | (15.78) N'-(4-{[3-(4-F22WIH)-1,2,4-E|o}t]o}Z-5-U | A }-2,5-T] 1
g d)-N-o|d-N-H| o] =Z Foln = (15.79)
N-(4- 2229 H)-3-[3-HEA|-4- (—uiu—2—°1—1—°1£/\1)ﬂlé JZE o= (15.80)
N-[4-ZF22Id) (Aole) m " ]-3-[3-H EA-4-(Z R Z-2-%1-1-4 & 1)Jﬂé]:i%°}ﬂ15, (15.81) N-[(5-B.&
2-3-F22ygd-2-d)vE]-2 4-tF 220 d-3-Jt2E 2ol = (15.82) N-[1-(5-ER2E-3-F 223 gd-
2-d)od]-2 4-t|F2 2y gd-3-7l2 8 ~olu]= | (15.83) N-[1-(5-HEE-3-F2 238 d-2-d)d g ]-2-ZF
QB-4-oto| e wHY-3-7t2H2olu = (15.84) NAE)-[(AE2Z2HWEAD)oH| =] [6-(HEFLZMAE
AN-2,3-gZFeadd g l-2-gdolA Eoln = (221201-92-9), (15.85) N-{(2)-[(AEZZ2ZuEA])o]n|
E][6-(HEFLEHEA])-2, 3-UEF 2 d vd}-2-F ol Eolr] = (221201-92-9), (15.86) N'-{4-[(3-
tert-§-g-4-Ao}-1, 2-Elo}EF-5-U) & A| |-2-F 2 2-5-W D d }-N-o| d-N-v| & o] n]| = Z Eo}n| = (15.87) N-
W -2-(1-{[5-HE-3-(EgZF o 2w a)-1H-v gZ-1-d oA g} 9] H g d-4-2)-N-(1,2,3,4-Fl EF | =21}
Z2gA-1-9)-1,3-go}F-4-Ft2 B 2ol = (922514-49-6), (15.88) N-HlE€-2-(1{[5-HE-3-(ExZF L&Y
2)-1H-9 g} E-1-d oM e } 9 g H-4-2)-N-[(1R)-1,2,3 4-H Eg}3| =2 2 &l -1-YU | -1, 3-E| o} F-4-7 25
2ot = (922514-07-6), (15.89) N-wWl€-2-(1-{[5-WE-3-(EZEF L2 e)-1H-9 &&-1-L oA &} 7] 7l 7]
H-4-2)-N-[(19)-1,2,3,4-HEZs| =2 Yz eudl-1-U ]-1,3-E|o}F-4-7} 2B 2oln| = (922514-48-5), (15.90)
AG-{6-[{[(I-FIE-1H-H E}E-5-) (A D) vid g d ] otu| = SAD w9 gl d-2-d 7 2npe o] E | (15.91)
HUYA-1-72 8244 (15.92) FAA-8-& (134-31-6), (15.93) FA=HA-8-& <HolE (2:1) (134-31-6) 2
(15.94) tert-5-¢
{6-[{[Q-E-1H-H EftE-5-4) (d D) v dl Jolm| =} A e | 3] 2] T -2~ } 72 vt o] E

(16) F7ke] shat%, iz, A% o, (16.1) 1-Ag-3-(EEFo Rl N-[2'-(EFE ez ™)l
9] U A B 2O, (16.2) N4 0] 223 ( 1) -0 5o ) -l -5 2 -
SAhEE o= (16.3) N-(2' 4'-0 2R 2N d-2-2)3-(0) B 0.2 W &) -1-o] - 1H-3 247} 2 5 2o}
L (16.4) 3-(HEFLRWE)- 1A YN-[4'- (22 F 0.2 ol ©) 0] d-2-2 |- -3 2} E-4-7h 2 5 2opm =

(16.5) (2,5 HEF LAY 2010 d S (EA LA U2 =S o (16.6)

(@)
2
o]

=

me
o
q

S(HEFeave)-1-E-N-[4'-(Z2 Z-1-}l-1-)njad 2-d |- l- v g} EA4-7h 2R ol = (16.7) 5-&+F
S 2-1, 3t E-N-[4'-(Z R Z-1-21-1-) | A d-2-A |- 1H-T] 2hE-4-Ft 2 R 2mopn| = | (16.8) 2-FEEN-[4'-
(ZEx-1-Q-1-d)njAd-2-Ld ]y gld-3-7t2 5 2ot = (16.9) 3-(HEFL=wE)-N-[4'-(3,3-HrdH-E-

1-¢1-1-e)H A d-2-L |-1-H Y-1H-F & Z-4-Ft 2R 2oln] = (16.10) N-[4'-(3,3-T WP FE-1-¢1-1-< ) H] |
d-2-4]-5-5F 2 2-1, 3-vre-1l-T g}E&-4-7taH2oln = | (16.11) 3-(HEFL2WE)-N-(4'-ol g dn]#Hd

-2-)-1-wWE-1-Y g F-4-7t 28 2oln|= | (16.12) N-(4'-og]ldn|¥d-2-Y)-5-&F 2 &2-1,3-v| W &-1H-7
gEF-4-7t2E 2ol = (16.13) 2-E2Z-N-(4'-ogduldd-2-d) g d-3-7)2 5 2oln] =, (16.14) 2-E=2
Z2-N-[4'-(3,3-0Hd R E-1-2-1-)H]F d-2-< |9 g d-3-Ft2 F-xolm = (EP-A 1 559 3200 2RE FXH),
(16.15) 4-(bEFoz2re)-2-HE-N-[4' -(Ex ZF e 2vWd)nHd-2-9]-1,3-E| o}ZF-5-7l 2 B 2olm =
(16.16) 5-ZF Q0 2-N-[4'-(3-3| EZA]-3-WEd R E-1-¢21-1-Y) v Hd-2-9 ]-1,3-v| | D-1H-T] &} Z-4-F} 2 B ~
oMz, (16.17) 2-FEE-N-[4'-(3-3]| =EF5A]-3-HE R E-1-91-1-d) v g d-2-d | 9] 2| d-3-7} 2 H Lol =
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(16.22) N-[2-
(220706-93-4),

=

s=<s4

) ot

(16.24) FE-3-91-1-4 {6-[({[(D)-(1-HE-1H-EH E&}Z-5-

ST
X

=

1S A -3 EA ) ol | ] -N2- ([ e <=
=i

]

1_0

SN[41 (3 5 A -3 © 5 B 1-0)- 190 ] o -2-91 -1, 3T v - 1] e} 5

(16.20) 2-Z2R-N-[4'~(3-1 %A -3-7 & E-1-€1-1-2]) vl ) -2 | 3] 2] -3} 3 2o}

1

(16.23) 4-52-4-[(2-sdold)o}r] = | &bt

[©)
o

Z=
=T
BIE-2-Q

2 E)N-[4' (391 5 A|-3- ] |5 B 1-21-1-9) v o d-2- 91 |- 1- ] G- 1) 2 -4 72
.

hyA

=
—>

(16.19)

(16.21) (5-BRR-2-HEA-4-wEu2d-3-2)(2,3,4-EdHEA-6-H e d) H g}=,

A
4722 ofm)

i (D WA (6)d dud BE £ dEYE, o]Eo] o

D) (D) A opv ey AN wE v 2l H-2-<d }7F E b o] E |
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[0400]

[0401]

[0402]

[0403]

[0404]
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T Ee BEY 9xd W Std AR, " sk, Bu gold %, vhEskd w4, 2o w2
T&, 7g4E ANEY Bu 52 4 3/Es BY 52 97 sg8d e o AV A e g/Es
Zhedelt. 7R B 538 Az olgd 549 de ww R vAdw dFel diE, g 2F, oo,
AEdd A, dEeol g/ vpolg o] tidh A& JidE o], 3 I 54 Alx &4 e o
g AE U Aot dEE g e EdxAY AE9 de Sa3 AE HE, oO9dd 55 (E,
B), S5, O, A, A, ErtE, v 9 ve §8e e, 53, W), §X54 94, 2 5
s AE Ak, o, R R RS 3 Zghelw, &4, i, A, 53, '@l % /XA FA7)
=3 Bz B3 #AxIE AL ABoA FAHE EAh, E3] wlaFEx E7|9dA~(Bacillus

o [s]

thuringiensis) 2FE< Fxd EZd s (A& £, A CrylA(a), CryIA(b), CryIA(c), CrylIA,
g z3e o&)) &AM A= AE

o, #FH, AvlR, AFF, WiEHe] @ dold tig A E9 Ut Woo|t; (o]steA "Bt AE"RE A
(

2 EF Wy

o
-

<

=
—
—
?>
o
—

<

=
=
=
0
no
o
-

<

©
(@]

o
-

<

[\
=
o
o
-

<

w
(oo]
o
S
o
-

<

=
s}
N,
t
ot
o
i
Lo,

o u h8S f [cRR=Sn N LS Y = [eRlle] R )

FAA 2GS TEEe gl 2 Eahe o, i, weElglel @ ulolg Xzl thEk 25| sjAd v
ojth, FtE 53] AxHE AL 5AHY A Alx AR, dE o] onuE=, xdydoel, FEEA
oJE H X 2dLEAld gk AEo Tk Aot (dF o], "PAT" HHdA). EA3I= WY A
S Foghe FHAE 3 EWdaAY AEdA AR 2FE EAFE ¢ ook "Bt AE"Y de &5 W
T, 53 T, UF AT 2 2 HES XS, o5 JuW 4= ZF=(VIELD GARD)® (dE 9, &5
g, E3f, F), Zob-(KnockOut)® (ol& B, £4%), Z~E¥EA(StarLink)® (dE& 59, $55), &7}
Z(Bollgard)® (¥3}), +3E(Nucotn)

® (53 9 wEZ(NewLeaf)® (ZFA}) sfell dufject,  Az=A-AF
A AR de S ME, 53 HF 2 diF HITE IS, ol Jud #e=< #ti(Roundup
Ready) ® (SE|ZEAC)EC] gt A3, & 5o §55, &3t diF), ME FA(Liberty Link)® (E2=7
wEZAlY e AA, dE Eo] FAFA A, IMI® (o]ntEe]i=d] 3t AdA) 2 STS® (x4
dolel gt A&, oE 5o &5 st wujdn. JAFE F e AxA-UG HAE (AxA AF
B Ao g G35 AE)2 A FYoJd=(Clearfield® (dE E9], &45) 3ol Bus+=
3 o] 57}

Fe EE olE 4 32 E obg AT Folu el A% w/EE AR

3
EE.L

=)
=

o of\ o o

=)
T
2l
oo
i}
r
X0,
o
]
o,
o,
dr
i

SRS A%, 94 % A AF ATl AN FeT B ohel, £
S18% B ANNAE), dad FA=, dR=s), §1=7], A
9 F%, o, v, A" o % W] e E 89k olE 74F

olZog2HE, dF Eo dulEIF2(Haematopinus) <+, #Hx=TIUF~(Linognathus) &, IFUZFF2

(Pediculus) &, ZE|F2=(Phtirus) ¥ % &4 :=XH = (Solenopotes) Z.

Yol 2 olZ otEgA gt (Amblycerina) o] =A@y (Ischnocerina) ZFE, 45 E9o], Efvn:¥
(Trimenopon) &, W& (Menopon) ¥, E#|=E(Trinoton) &, =HHZ(Bovicola) F, HE47|dz}
(Werneckiella) &, HIHAMEE(Lepikentron) &, ThEE|U(Damalina) &, EZZYH 2 (Trichodectes) & 2
] ZFeH(Felicola) .

gl Z W ofZ YulEANE Y (Nematocerina) % B E}7| AW (Brachycerina) 255, oS o], olddx
(Aedes) &, oFx=F#l|~(Anopheles) &, ZF#HA(Culex) &, AEH2(Simulium) &, FA1E2]-%(Eusimulium)
%, ZYHETF~(Phlebotomus) =, FEZuolo}(Lutzomyia) =, ZFgFo]v|~(Culicoides) Z, %K~

)

(Chrysops) %, 3lHu|Ezk(Hybomitra) &, oldZFA(Atylotus) %, Elulyr(Tabanus) &, dvtEXE
(Haematopota) %, Z#]¥Ewu|olol(Philipomyia) &, BF&#H(Braula) F, F27H(Musca) &, 3I|==ZElofo}
(Hydrotaea) ¥, 2ELA|Z~(Stomoxys) %, dlvlEH|o}(Haematobia) &, EZA]o}(Morellia) &, Yo}
(Fannia) &, Z2AWH(Glossina) &, Z#¥2H(Calliphora) &, FA#o M Lucilia) F, g ixu|olo}

(Chrysomyia) &, B3lZ€|o}(Wohlfahrtia) %, AFE=F37H(Sarcophaga) &, LoN=EF2=(Oestrus) ¥, 3|%E

Hul(Hypoderma) %, 7F~H| 2 F~(Gasterophilus) &, 3|EX ~JFH(Hippobosca) ¥, T XEZH Y (Lipoptena)
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[0406]

[0407]

[0408]

[0409]

[0410]

[0411]

[0412]

[0413]

[0414]

[0415]

[0416]
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% 49 A g~ (Melophagus) & .

HEZog2RE, dJdF Eo, ZFHA(Pulex) F, FHWwAZZdlX=(Ctenocephalides) £, IAAlwAet

(Xenopsylla) & @ AgtE"F~(Ceratophyllus) Z.

AR O ZRE] o E Zo], AW A(Cimex) £, Efo}ErH(Triatoma) &, =Y $2~(Rhodnius) £ 2 FX~

EZ7ZAZ ~(Panstrongylus) =.

HF| 2o g g oE So, Eglel ogldlge]A~(Blatta orientalis), & Zg}dle} ofwlg]7l v} (Periplaneta
americana), =gtelg} AlZvlU7}l(Blattella germanica) 2 2 ek(Supella) =.

ol ot (&olif) B Fritols W YRR ORRE, oAE Eo], o272~ (Argas) F, LEUELER
(Ornithodorus) %, QEBR$~(0tobius) &, 94&udlA(Ixodes) =, UEdev(Amblyomma) 2, H¥IF
(Boophilus) &, YrHAlEZ (Dermacentor) &, 3|53 4] 2~ (Haemophysalis) %, d]¥¢=Znl(Hyalomma) &, €&
A ZF~(Rhipicephalus) &, Uuty4A(Dermanyssus) &, @ olElo}(Raillietia) &, wWEUSF
(Pneumonyssus) %, ~EHEX=2EvH(Sternostoma) & 2 vlZo}(Varroa) %.

AZNERE7E (A7)Eoty) B S| E7] s (F7]EoHR) o2 e, dF 5], o7lety]~(Acarapis) &,
AL E]l de}(Cheyletiella) F, LEUEA LA EoF(Ornithocheyletia) &, W 2H]o}(yobia) &, EA =27}
H| 2~ (Psorergates) %, HX ¥ ~(Demodex) &, EFH|Z 2 (Trombicula) &, Y2EZEF~(Listrophorus) &,
o}7FF 2~ (Acarus) &, ElZ I 2(Tyrophagus) &, ZEIF#F2(Caloglyphus) %, 3lZZEH A (Hypodectes)
%, ZE|EEF = (Pterolichus) ¥, ZTAZXE A(Psoroptes) 3, I QZE|X~(Chorioptes) &, FEHEHX
(Otodectes) &, AFEFZE|X(Sarcoptes) &, =EJ =@ ~(Notoedres) &, FAWu| =5 ZE 2 (Knemidocoptes)
Z, ANEYH2=(Cytodites) T 2 20| w=Al 2 X H 2~ (Laminosioptes) 3.

2 dtgo] w2 g8 [9 Y gFELS Ed U8 UME, dF B9 &, &, 94, %, #HA, T,
e, WEe, 7, §, AWz, o, 79, Y, v 715, ddY, dE B0, N, i%el, Sz,
o £, o Bol Y2, /1Y 9, dE 9 vpeaE BANE AAEES WAL A,
o] o 2 A (

=
= =3 o
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o
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o
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o
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oty
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e

lo
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FAFel A, dE B0 AA, e, B, =4, I9, FAojx=
2 A Folol elal, WP Fol ol &
E ]

, A Tl o), A& 5o HA EE
o

o
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o
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=
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ol
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o

VS, Tk, oigk = Tl ARgshE A, debd 19 24 e 24 ddes 1 A 80 Tl
For xesh= AAl (E 5o, £, ¥, FEA)EAM A E= 100 WA 10,0008 34 Fo A2
T AU, Ex olg2 detedxEA ARE AT

2ol e sheEol A 24 vk 2Tl el A A2S AES ztevs Zlo] =i wiEx
ATt

Hpe A shA gk AR o= shy] S5 TR

AR R/, gAY LREFH2~ ufEF2(lylotrupes  bajulus), FEEXF~ FH=ZA]2(Chlorophorus
pilosis), o}x=H]S FHEFE(Anobium punctatum), IAAEH]S FIEWZ 4 (Xestobium rufovillosum), T8
T2 HME|F2Y 2~ (Ptilinus pecticornis), WE=2H]S W ZE]Y~(Dendrobium pertinex), o|ExH]$2 Eg
2~(Ernobius mollis), Z&#]QH]& JF23 Y (Priobium carpini), ¥F2 B EU|$-2(Lyctus brunneus), HHF2=
o}ZElFF A (Lyctus  africanus), HF2~ ZZUF#A(Lyctus planicollis), BF2  #ulolg] 2 (Lyctus
linearis), ¥F= Ful2d~(Lyctus pubescens), ERZUAE o}oF U4 (Trogoxylon aequale), TEHA F7]
8~ (Minthes rugicollis), FAHEFAE(Xyleborus) &, EYEREE(Tryptodendron) &, ©}3be] Byt~
(Apate  monachus), RZE#ZF2~  JFFEA2=(Bostrychus  capucins), FHZR2EZF2~2  HEYSX

(Heterobostrychus brunneus), Al%52A#(Sinoxylon) &, UYXxdF2 n|F%2(Dinoderus minutus);

AAEA R, oA Alg2~ FHF2(Sirex juvencus), $ZAF2 7]7F2=(Urocerus gigas), $-2AF2 7|72~
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[0417]

[0418]

[0419]

[0420]

[0421]

[0422]

[0423]

[0424]

[0425]

[0426]

[0427]

[0428]
[0429]
[0430]

[0431]

[0432]

[0433]
[0434]

[0435]

S550dl 10-2000320

Elo] 152~ (Urocerus gigas taignus), $2AF2 o}$-F-2(Urocerus augur);

AN, AdAY 2Ry ZehFE 2 (Kalotermes flavicollis), AHEHZW A B H| A=(Cryptotermes
brevis), @EHIZEHZw2 <ltjEEH(Heterotermes indicola), E|ZEHEW 2~ Z#H]H 2 (Reticulitermes
flavipes), dEZEEEZH  AEUA X~ (Reticulitermes santonensis), @EZZHEH2 FAFF2
(Reticulitermes lucifugus), PFEEHEWA th29dlA]~(Mastotermes darwiniensis), FEHIZFA|Z vnb

WA 2 (Zootermopsis nevadensis), ZZEHZ WA ZERAYF2(Coptotermes formosanus) ;
=5, dAd g3 2nt Ay (Lepisma saccarina).

B ouwsh gastel A4 BAS TAE BY, odu vl Behag, R34, Al=, Fol % WA,
3L

% 5" 2YBL opjsh o= osjurh.

& SIRrES T3 TP EokdlA, 1A FokddlAl 2 ARG AFe BREdA, I FIF AE B A, IH
Z, AR, AR AU SollA BdEE T dAlE, 53 %, Avi 2 SolE WAsked Agsith. o
& T AESA AFelA dEoE e b2 &4 IFE 2 HAY 23] ol des WAls=T
AHgE 5 gt ol A E U T diEiA 2 BEE BA gl diElA a9 eltt. ol s
37182 E3h3ic}

AdEoRRY, oF 9], 52 SAEFF2(Buthus occitanus).

SoRoRZHE | 4 Eo], ol27}A HEAFA(Argas persicus), °oFE7FA HZE4A(Argas reflexus), E

#] @ H]o}(Bryobia) &, Uwlys2 Z@vbo (Dermanyssus gallinae), A2 =o]| 2~E]F 2 (Glyciphagus
domesticus), SLEUEEF> X9HIE(Ornithodorus moubat), AZFEx Aoy -2~ (Rhipicephalus
sanguineus), E&H|ZFZ  LZH=FAA (Trombicula  alfreddugesi), FTEFHZFE olFELg~
(Neutrombicula autumnalis), TIvlE3}aoldls Ze|ZUA 52 (Dermatophagoides pteronissimus), CGlRtEIaL
oldl2~ E & Yol (Dermatophagoides forinae).

An&Eo 2 RE o Z Eo], olu|ZFg ] o|tto(Aviculariidae), o}gkd]o]t}ol (Araneidae).

EANE 7YY dF 5o, FEAFH Y~ AgH E(Pseudoscorpiones chelifer), T2 d|2 7o)

2 t]-2(Pseudoscorpiones cheiridium), 2Zgl 2~ Z&7]%(0Opiliones phalangium).

TOESZRY, oF 5o, QYT ofAFE~(Oniscus asellus), X2 27 E(Porcellio scaber).
WZHE 0 2 RE | o & B9, Bl EF2 TEHFE2(Blaniulus guttulatus), Z2]d2%F2(Polydesmus) Z.
TR ZRY, d&F E9, ALZEF2(Geophilus) F.

FHORRY, odF Eo], e w=wF~rH(Ctenolepisma) &, 2wl ARFFE| U (Lepisma saccharina), @3]

[e]
g2~ Q122 (Lepismodes inquilinus).

W o2 RE, oE 5o, Blel gld=e]d~(Blatta orientalies), Egt€e} AZwnlu7l(Blattella
germanica), Ez€el ofAbs|yol(Blattella asahinai), F3pollo} whegloll (Leucophaea maderae), ==}t
(Panchlora) &, v2 3 E-2teb(Parcoblatta) =, HgZelet o} f-2=EZetA ol (Periplaneta
australasiae), FE|&EUE} old|g] bt (Periplaneta americana), FE|ZHUlEl  EEU|o}(Periplaneta
brunnea), ¥ 2] Z2tdlE} E2]7]=A}(Periplaneta fuliginosa), 22} £7]Z3}(Supella longipalpa).

w7150 2 HE, oS 59, olAEl Z=w|2~E]F 2 (Acheta domesticus).
AU E o2 RE, 45 B9, x2yFd} of-glFatg]ol(Forficula auricularia).

I Eo2REH, oF Eo, ZEHEWX2(Kalotermes) &, HEZZHEw = (Reticulitermes) =.
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[0436]

[0437]

[0438]

[0439]

[0440]

[0441]

[0442]

[0443]

[0444]

[0445]

[0446]
[0447]

[0448]

[0449]

[0450]

S=50dl 10-2000320

ol E o7 e, odE 5o, dIUFE2(Lepinatus) &, @ EAAY=(Liposcelis) &

DA o7 RE o E Eo, <EHFA(Anthrenus) F, o}E}AFA(Attagenus) F, HEWAHA
(Dermestes) &, =Z}EE]F2 28 &o (Latheticus oryzae) dlg Z4]o}(Necrobia) &, ZXE|F~(Ptinus) &
gl Z¥ 2€ =v]Y7F(Rhizopertha dominica), A|EZF2 Eha]9-2(Sitophilus granarius), A|EZF2= Q
2] Z}ol| (Sitophilus oryzae), A|EZHFA ]O]-H}O]i(Sltophllus zeamais), Z~E|IHR AR (Stegobium
paniceum).

gg|Z o2 RE  oE o], ot olo 1E] (Aedes aegypti), oFolldlA B IFAFE A (Aedes albopictus), o}l
g~ Elol Y 2 dF ~(Aedes taeniorhynchus), oFx=Z#~(Anopheles) &, Ze]XEe} o EZAZ2(Calliphora

erythrocephala), sz} Z28| Y98~ (Chrysozona  pluvialis), e AFFA oL FE 2 (Culex
quinquefasciatus), &~ I 3dA(Culex pipiens), ZFHAXA EF=2A#~(Culex tarsalis), =243
(Drosophila) %, Yo} 7} ZFe}e8]~(Fannia canicularis), 27} =W AE]7}(Musca domestica), ZHEE
-~ (Phlebotomus) %, AtE2397} 7F=2y2]o}(Sarcophaga carnaria), A1E8]e(Simulium) &, 2EZAA Z+
Al E &2 (Stomoxys calcitrans), El&2} ZF XA Tipula paludosa).

AAEOoRHEE, oE Sof, ofa=Rolo} g (Achroia grisella), Z@zglol W24 (Galleria
mellonella), Z&t]o} ¢lg2F 3 e}(Plodia interpunctella), EJUlo} E&2o}Ae}(Tinea cloacella), ElUlo}
] 2 W} (Tinea pellionella), EJUl22} H| A g A2} (Tineola bisselliella).

HEZogRE JoE S0, IJH=AZE 2~ b A(Ctenocephalides canis), A=A g~
(Ctenocephalides felis), Zdx o]g gt~ (Pulex irritans), 57} W EZ2~(Tunga penetrans), IAFAet

A 2.3 2~ (Xenopsylla cheopis).

WA E O RZRE oE 5o, TIELFX FHEZFYolF2(Camponotus herculeanus), A2 FE 7| wmF
(Lasius fuliginosus), #Al$-2> YA (Lasius niger), A5 B %2~ (Lasius umbratus), Ex=2dw It
2} oY~ (Monomorium pharaonis), 3&tH|A~Z}(Paravespula) %, HEZDEZR  Fho| 23] E(Tetramorium
caespitum).

olofm o 2HE, oF B9, HUEF2 FrukFs M E] 2~ (Pediculus humanus capitis), #HEF2 Frobvs
FEZF ~(Pediculus humanus corporis), I (Pemphigus) =, J=Rd# vl~EEZ A~ (Phylloera
vastatrix), EE]F2 FH]~(Phthirus pubis).

CHAEcRRE dE B0, AW Fu|ZHF2(Cimex hemipterus) AlE 2~ EE gk 9~ (Cimex

lectularius), 2UY 2 ZEZ 4~ (Rhodinus prolixus), Edo}lEn} QA#H|~Et~(Triatoma infestans).

71 AR EAe] Bokoll A, ol5 wEor T vlE A FA FEE, oJAY QA dAEHE, FFE8b
olE, Y ERSE, YLUIE o=, AF ZAHA, e AuE 2 ¥XH" FFEHEH %“é 3=

3} 23] AHgH,

ol dozE, Ty 5 AE, dE

L ASEs e ZHago® Axd T BEY
Z2a-7 7], Felu
oRA, kg 9% vz B 7l M ARSEY

my_,

W B SA ] A
at7] Al B AR A= 2 EES APskA] genA dA gt

Az AAe] 1: 2,2, 2-EEF 2N -{2-ZF 0 2-4-v9-5-[(2,2,2-E&| EF 2 Rl &) &3 d ] 5 d }-N N-t] ]
el ghor] =obr = (1b-01)

GA 10 2,2, 2-E8) EF L E-N-(2-EF L 24-mEdd)opA Eolu= (VI-1)

O e — m*

(VII-1) (VII-1)
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[0451]

[0452]

[0453]

[0454]

[0455]

[0456]

[0457]

[0458]

[0459]

[0460]

[0461]
[0462]

[0463]

[0464]

S=50dl 10-2000320

0CoNA, 2-EF0 2-4-WEoldd 27.5 g& 2o YFEZEHEr 300 mlol]l FHA7)2, Egodolwl 26.7 g&

H7rskaL, olojA EE]%?QEOWE*P TR 50.8 ¢ AbeTh. EFES 0ColA F7F 2417 E2t gk
skat, oloiM 34 5%11 o FFAAT. AFEe ol wola, od ofAHo|ER 23] FFaglrt.  &E
F7] & FAIEF oA ﬁi/\] 71aL, oststar, &uis A st AT, ofst o] sto] EFEF
S EOpA| EotH| = (v1—1) 49.0 g (]2 100%)S 53Tt

logP(IICOOII): 2.40

A 20 4-ZF Qe R-2-wE-5- (B EF oo g ) obr e il 2 d SReol= (V-1)

O Fr
Cl\ H
N S N
F o F
—_— e}
@] e}
H,C F H,C F

(V1) (V-1)

SE2EEEN 258 g& ALl FAATAL, 2,2, 2-EFEFLEZ-N-(2-ZF 2 2-4-"dyd)olA Eolu|= (VI-1)
49 g& Ao 2FA M7, EFES A F7F 16413 Bk wnksdr. mwukslHA, EIES
Z o

A 2 3
sol Hrhsha, o9 ohdHlolE 28] FEHAG. FH A7) S FAGEF HolA AxA7)3, ol
St sl AANAG. ols) ol sl FzzEEd (-1 70.8 g& F5AAY. = AREL 3

N

%
B
b
=
=
|
)

Hed du 2 (6-2F 2 2-4-m e lAl-3,1-t ) [H] (2,2, 2-E EF L Zop Eotr =) (IV-1)

S N
ST . % e
H,C F O I:[ %
(v-1) (IV-1)

olo] QUG EH 298.8 g& EFZFLEOMAEA 1000 ml Fol] &3jA]7]2, 4-EFQ2-2-HE-5-[(EgZF
LR EDolu il d FR2etol= (V-1) 70.8 g& A2oA H7Isitt. EFES A2 164 5
QF wHkstaL, olojx fulE ket kel AASGT. AFRES B2 AspA s, F<l skl ofHsigitk. o]
o Zo] sto] f&EI = (IV-1) 62.3 g (o] &X9 86%)S IAZA F533T).

logP(HCOOH): 4.41

A 4 2,2,2-EYEFR2NA2-EF e 2-4-wE-5-[(2,2,2-E| R e 2ol Y) s ubd | # d JopA Eobr| =
(IT1-1)

F>|\
e e
))k L FF N%F
% F
3
(IV-1) D[ (1X-1) (-1

N N'-[H&ERY I8 2~ (6-FF S 2-4-weill4ll-3,1-t] ) [8] 2= (2,2, 2-E EF L 2o Eotu| =) (IV-1) 3.4 g&
N N-OHEEEolm= 150 ml Foll f3hA71a, SZE 1.86 g, 1,1,1-EFZFQ Zolo]ooe (XVI-1)
3.11 g, 4T E(Rongalite) 2.39 ¢ ¥ 2 W29 & H/I8IGth. g EFES A2 16A3F ¢ o
kg, diFEe] NN-tHE X Foln =g 7ht st SRAIFT. FRES Zod FHolal, oE ofdHelE
2 23] FEsT. T 7] S FAUERF oA dxAl7la, oFelal, olojA &ulE 7hst skl A|A

stgith.  ol9k o] o] E]QoE|E (I11-1) 4.48 g (o]2X]9] 90%)<S F53519 .

2

logP(HCOOH): 3.31

G 50 2,2, 2-ER EF L E-N{2-FF 2 2-4-Me-5-[(2,2,2-Eg| EF 2o &) sud ] d ol gton=d 22
Zlol= (II-1)
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[0465]
[0466]

[0467]

[0468]
[0469]

[0470]

[0471]

[0472]
[0473]

[0474]

[0475]

[0476]

[0477]

SS=50dl 10-2000320

F F

) 23
ol et
(-1 (1)

SPHEUED 20 ml & 2.2,2-EgZ20 2 N-{2-Z20 2 4-uel-5-[(2,2,2-Ea] Z2 0 2o &)< |74 fo}
AEol= (111-1) 1 g, Edlolgolal 1.51 ¢ 2 Ul Z22Z vo]E 4.01 g& 35 3t 1647+ = 7}
Astdrt, W7 B, olg olAHoES Asleli, AAE uAS odusla, w79, oHEe Aggt
A Ao BEAZ|IL, AZ A/ E olAEo]E (98/2)2 Algsle] AzutEadusdt. £ul2 A5
olmEd Zzdlo|= (II-1) 1 g& SE3HIT}.
G 6: 2.2 2-EfZTROo BN {2-Z20 2 4-u|E-5-[(2,2,2-E&| 5 0 2o &)< uhd |5l }-N,N-T] v & of &}
olm| =otr] = (Ta-01)

i F F CH
F F = k]
gﬁ FF F’\ F’YN‘CHS’
S N
IZ — L
(11-1) (1a-01)
E]”ﬂ%O]'Eﬂ (THF <= 2 M) 0.77 g% 2] 8- o]-/H]EL]EQ 40 mlol %ﬁ/\]ﬂ , O]_H]EL]E% 10 ml = a39

2,2,2-ER|EFQ 2N{2-2F 2 2-4-ME-5-[(2,2,2-E ZF o 2o &) Eupd o d)olgolnd  FZelol=
wkekar, ojojx §ujE 7Het S

(I1-D) 1 g& Ao A7sgieh. we 38 484 1643 5o
AT ARES Bl olw, oln ohAuelEw 23 FEAAL. HE §7 A& BAEF oA
AN 3, ofsteta, ololM §U1E 44 st AASRAT. oISk wol el ofmld (Ia-01) 0.36 g (o] &

o] 35%)% —’F'_:,o}-oﬂli]—

logP(HCOOH): 4.48

A 70 2,2,2-EfER 02N -{2-E 20 2-4-v9-5-[(2,2,2-E ZF 2 R ©) &9 d |5l Y }-N N-rl v ol g
ol =olu| = (1b-01)

b o CH F F CH,
E F N F F N
F Fo TCH, F P cH,
_—
H,C F H,C F
(1a-01) (1b-01)

2,2,2-EEF Q2N -(2-FF 224 U-5-[(2,2,2- B EF 020l D) & 31
M= (1a-01) 0.36 g CZ2Z2WE 30 ml Fol &3iA7]1, W22 25wzl
o wkg ERES A2oA F7F 16413 Fot wEkstal, o e
o}, ek HE-SFEEHHIFAE B QIANPERS ALRS A
A, AFES AFRI/HAE (9/D)or A=vtEIHI 3]
0.31 g (e]&X9] 79%)& 533t

#HJ }-N,N-t] v & of g}o] 1] = o}
0.21 g& AgoA H73s+
NS ALg o] dztElw WEQ
el 5, &ulE A el Al
ol¢} zro] sfo] ofmd (Ib-01)

logP(HCOOH): 3.15

Az e 2: 5-opr]-d-E T 0 2-p-AHAE & (XI-1)

W7 1t S-(5-opA Eolu| £4-2 % 9 2-2-sE A d) oekE QololE (XI1-1)

Oy CH,
CI\S',O H o o I oo
g 3 3
S R — )
o o]
H,C F H,C F
(XV-1) (Xl1-1)
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[0478]

[0479]

[0480]

[0481]

[0482]

[0483]

[0484]

[0485]

[0486]
[0487]

[0488]

[0489]

[0490]

[0491]
[0492]

==0dl 10-2000320

0|ﬂ

S-otAEotn| E4-ZF e 2-2-vEiizlaxd F2do]= (XV-1) 99.3 g& WXxAF 700 ml Foll #EA|F)aL, of
oo™ 0.9 g # A <l 38.7 g& HUlsta, E}ES FF{F 3l 5AIF Bt
2 oFstar, oFHEE IJA Fdo] g8 FFEAAY. TH

logP(HCOOH): 1.78

A 20 5ol x—4-ZF o Z-o-v Wl AE L (XI-1)

OxCH,
Y H
S N._.CH, HS NH,
T — XX
o
H,C F H,C F
(XI-1) (XI-1)

S-(5-otAEoln E4-ZF ¢ 2-2-wE&Fd) JdEESdo]E (XII-1) 57.4 g& & 750 ml @ F23124F 96.6 g
of gaAIHY. wg =3 of HIGAIAY. WZAIZ 5, =
2-302 A8k, JyAH of oJifstadn}.  olek o] 3ol E]E (XI-1) 35.8 g (O]ZX]<] 94%)

= AA=A F53)

logP(HCOOH): 3.70

[TIo]A XVIIES] 712 Ak3}
Aol 10 2,2, 2-Ef]EFQ2-N-{4-ZF 2 2-2-WE&-5-[(2,2,2-E8| ZF Q2 2 8) &y d ] d }olA| Eo}r] =9

3

oo

*I;VUX—-&IZUXF

(1-1) (XVII-1)

3T ZgkAaFoA, 2,2,2-EEZF 02 N-{4-ZF02-2-1Eg-5-[(2,2,2-E|ZF o 2 E)=d]Hd oA E

o= 500 mg (1.49 mmol)S ERZXE 5 g To &3A7]2, 15CTE WAL, vhvs ofAdld oA E o]
E 15.82 mg (0.06 mmol) ¥ (S)(2,4-t]-tert-F-E-6-{(E)-[(1-3] =FA]-3,3-t] W& F-ek-2-) o] u| =] & } o
= 29.84 mg (0.089 mmol), FRZXE 1 g9 &d& o] TFE HI/sY. 58 F, 30% 5% H0, 225.5
mg (1.79 mmol) 2 £=A &N pH 7 (KH,PO,/NaHPO,) 300 mge] &ME 208<] AA AFEagder. w3 2aqS

HPLCOI ofs) WUEFSATE, 24%ke WS AR T, EedolE o 100 ng A7bSu, chrie] Fuw
Kt sl FuAAT. AZRAN 5 g AR WA, FAY nAE onatsinh,

82 4
olsh el shol 1-{2,4-THE-5-[(2,2,2-E EF L2 W) % Y]

Hd}-3-(Eg|EF o 29 g)-11-1,2,4-E7
ob& (HPLCOll olaf 91.24% w=5k)& HWlolA M IARM #5330, A&/doldda] &L 25.90:74.109] 4]
2 71g A Ao HPLC (thold Z]gkA(Daicel Chiracel) OJ-RH 150)° ola) A= Ac}.

laoll Al [bE2]e] 7]& Aks)

Al 10 N'-{2,4-UZ22-5-[(2,2,2-E8|EF o2 e)Evd|dd}-2,2,2-EFZF 2 Zof glo]n| Zoln| = 9]

3

o

(2) (Ib)

37 ZkaFA, N'-{2,4-0F22-5-[(2,2,2-Eg|Z2F 2 E)&vd]dd}-2,2 2-E8| ZFQ 2o eto|n| =
o= 1 g (2.69 mmol)S E2EXE 10 ml Fol &3lA7]a, 15CE IAAHY., F2EZEE 2 nl T vlyF
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[0493]

[0494]

[0495]

[0496]
[0497]

[0498]
[0499]

[0500]
[0501]

[0502]

[0503]
[0504]

[0505]

S=50dl 10-2000320

ol Rl EYOlE 29 mg (0.10 mmol)  (S)(2,4-t-tert-FE-6-{(E)-[(1-3]| =FA|-3,3-t]H & F-&t-2- ) 0]
v=]vE}dE 54 mg (0.16 mmol)9] §HS E3-Ed H e Y. 30% % H0, 367 mg (3.23 mmol) % &
A & pH 7 (KHPO,/NaiPO,) 750 mge] B8NS 4AZkell ZAA AlZFsdrt. wbg &S TLC o)) EUEHH 3}
ATk, 2AIZEe] BES AIZE &) E|oEHolE &9 (IM) 128 mgs HUbsta, ERES WAl wREEGTH. AS
FEsta, dFiEy S2EXE (Y 3 ale AYIHE T St STAFHT. AIEEIAAES IFREA
A7Vetar, AAE 1AS o).

ole} o] o] N'-{2,4-T|FEZ-5-[(2,2,2-Eg|EF 2 E)&yd]|Hd}-2,2,2-EF ZF 9 2o gho|u| =oln|
E (HPLCOl 93t =% >99%) 980 mge LAZA F53F3T. Aol dA HJEL 89.63:10.379 H=Z 7]
2 A AFe] HPLC (tho]Al ]2} OD-RH 150)l <& A A A},

Az AAd 30 N'-{4-F22-3-[(2,2,2-E SR Redd)gvd]ud)-2,2,2- B2 S F Q. 2ol fho|w| =oln| =
(Ib-108)

A 1 L1 -HEan du A (2-E 2 2-5-Y ERAD

(XXI-1)

of, FREZ&EEA 236.1 g (1.02 mol) S 2-F22-5-HEZWAlEYd F280°|= 52.0 g (203.1

mmol)oll H7}etil, EFES AL2oA] WA wHlslgth, 40% ¥E FA FolSEF gAS Hrls &Y
AE ZAE F9 skl AFstn, B2 A, AE A AdollA vl AZzAF . o)ef o] st 1A
B35 36.1 g (100% =%, o]2X¢ 94%)S 32 A 2ZA FE3TE.

logP(HCOOH): 5.03; logP( 34 ): 5.01; 1H-NMR (D6-DMSO. 400 MHz) & ppm 8.40(d,2H), 8.18-
8.16(m,211), 7.91(d,21T); GC-MS: LI A% (m/z): 376 (2C1) [M]

oA 20 3,3 -HEdYdr|A(4-S 2R

(X1-2)

(XXI-1) (RX11-1)

EzZdAl) 8.00 g (21.2 mmol)S THF 150 ml =9 fsir)7]ar, @y UA

1.6 o= *47}0} 1%]’%% T4 971 (20 bar) 3lell 50°C°ﬂ*1 72A17F FQF wWRESHGITE.  THFE AR&-3fe],

= oAfsta, oAFdES uiEFY St stel fFElART. o9 Zo] sk 1,1'-1

) # 5—0]—11]_]*—2—%&&1{%]15] o] EE 6.64 g (90% =%, o= 1
A glol &L F T

1,1'-teAdr]du) A (2-F22-5-UEZHA):

logP(HCOOH): 3.31; logP( &4 ): 3.35; 1H-NMR (D6-DMSO, 400 MHz) & ppm 7.10(d,2H), 6.73(d,2ED),
6.47-6.44(m,2H), 5.51( B & 4H); GC-MS: EI AF (m/z): 316 (2C1) [M]+

5-ojn=-2-F 2 2 WA &

logP(HCOOH): 1.64; logD( 54 ): & 7}58A 232, IH-NMR (D6-DMSO 400 MHz) 8 ppm 7.01(d,1H),
6.54(d,1H), 6.35-6.32(m, 1H), 5.28 §-& .3H); GC-MS: I &% (m/v): 159 (1C1) [M]+
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[0506]

[0507]
[0508]

[0509]
[0510]

[0511]
[0512]

[0513]

[0514]

[0515]
[0516]

S5=50dl 10-2000320

S 3 4-FRE-3-[(2,2,2-EEF 2o E)eud]opd ™

cl X1-2)
(XX11-1) x1)
]E%E Ap| A (2-F22-5-UEZHA) % 5-olu| x-2-F 22 WA S Z3E 6.40 g (2F 20 mmol)S g9l
O EEEolr = 100 mlol FHAI713L, ©]o}lE] AU ER 7.02 g (40.3 mmol) , BAFZHE 5.58 g (40.3
DS

mmol) 2 ZZ49E 5.49 g (40.3 mmol)< @7}5}1 EFES 0CE WAL, 1,1, 1-EgZF o =-2-0}0]Q
Tollgk 9.32 g& 0Tl A Hriatdict.  whe EFES Ao A whA wnteielch.  diF-Ee] &mE 7t Sl
AA AL, & AFEol HAsla, EFES oY olAHoER FEEUT. @ 7] AS B 9 3 4
FIUEF gdor dHHor AHsta, vl Aol AxAZ|a, ofybsta, SR 7 sl
FEA AT, ol AFRI/E olAE | ES AFE3sle] MPLCO 9)s) AzEgt A o] Y A=viE gy
o ola) AAsle] TA BT 4.70 g (98% =k, o]=X] 47%)S A NA A FE5EAC).

logP(HHCOOH): 2.64; logP( &4 ): 2.69; IH-NMR (D6-DMSO, 400 MHz) & ppm 7.09(d, 1H), 6.78(d, 1H),
6.49-6.46(m, 1H), 5.37( & & ,2H), 3.90(q,2H); GC-MS: EI % (m/z): 241 (1Cl) [M]+

A 40 N-{4-FRE-3-[(2,2,2-EPEF 2o e)avd]dd}-2,2,2-E8| ZF Q2 ZolA Eolu| =

4-F22-3-[(2,2,2-Ed)ZF o 2od)Evbd]obdd 1.00 g (4.14 mmol)S Ago] YFZ2w|et 14 mlol =4

Al71aL, Egeldelr]l 0.50 g (4.97 mol)& 0ColA FH7letgith. Ef]EF 2 RobEA F45 0.96 g (4.55

mmol)& 0ColA H7bstdrt.  whg Eft=s A2oA WAl awkstar, ojojr = 3 3} 74 dsEdw &

fom AHstar, FtulavlE & W AxA7laL, ofstetal, SR Y 3 dtol fFe Az, olsd AE

z2oqk/o e opAlE o] EE ARE-sho] MPLCOl <3 éﬂﬂ A el e AmviEIY gl ofsl] GAlste] x4 5}
FE 1.00 g (99% ==, o249 7193 T4 LAZAM F553AH.

logP(HCOOH): 3.46; logP( %4 ): 3.41; 1H-NMR (D6-DMSO, 400 MHz) & ppm 11.43(s,1H), 7.91(d, 1H),
7.63-7.69(m,1H), 7.56-7.58(m,1H), 4.05(q,2H); 1H-NMR (CDCl; 400 MHz) & ppm 7.85(%-& 1H),
7.82(d, 1H), 7.52-7.45(m,2H), 3.53(q,2H); GC-MS: EI A3 (m/z): 337 (1C1) [M]+

A 50 N-H{4-222-3-[(2,2,2-Ed|ZF e 2o e)evd |94 }-2,2, 2-EQ| ZF e 2o gholn| =4 S =eo|=

F F F F E F
F F
F>\ Fj\(o Fﬂ\ F&Cl
SIjNH - SD/N
Cl Cl
(111-2) (1-2)

N-{4-F22-3-[(2,2,2-Eg|Z2F Q2o E)&rd]Hd}-2,2,2-E|ZFQ ZolA Eoln|= 880 mg (2.61 mmol)S
Lol ofAEYEZ 17 mlo] FAA7]aL, Eglodoldl 1.32 g (13.03 mmol) ¥ UHd SZZ XA OE 3,50
g (13.03 mmol)& AelA H7lstal, EFES &F stol B 713t 924N 5, o E oAHo|EE
Artetar, ERES AHEta, FFAHT. JRFEES ols AFEIA/ Y oA EHO|EE AME3k= MPLC
ol Azt A Ao Zl A=RmEIHI ok A HF A&srt. ook o] st BA FHFE 640
mg (93% %=, °2X9 64%)S A QARAN 53,

- 104 -



[0517]
[0518]

[0519]
[0520]

[0521]

[0522]

[0523]

[0524]

[0525]
[0526]

[0527]

[0528]
[0529]

S=50dl 10-2000320

logP(HCOOH): 4.77; logP( 224 ) 4.73; IH-NMR (CDCl, 400 MHz) & ppm 7.51(d,1H), 7.24(d,1H),
7.02-7.00¢m, 1H), 3.51(q.2H); GC-MS: EI &% (w/z): 355 (2C1) [M]+

A 6: N'{4-F22-3-[(2,2,2-EfEF L2 E)ead]dd}-2,2,2-EF EF o 2o ol =oln| = (1a-204)
F F F L F L
Fﬂﬁ Fﬂ\ru Fﬂﬁ Fﬂ\)(NH2
o
cl cl
(12) (1a-204)

N-{4-F22-3-[(2,2,2-Eg| EF o2 ) &ad]|dd}-2,2,2-Eg| EF 2 gtolnd  FZFo|= 210 mg
%

=
(0.59 mmol)& Aol oHMEYE™ 5 mle FHA7|3L, oMMEYER 5 nl 5 25% 5% T4 dEYol &H
241 mg (3.54 mmol)9] &H& 7 sATE. Wb EFES AoA v wRkela, o]ojA FEHEAAT. B
ES 5 9 g opHER FEGT. #§e f7] A4S vl AdellA AxA7)a, oatstar, &
2RE 7eF shell AT ol5d AIFEIA/ Y ofAHO|ES AE-Sle] MPLCOl ojdl Aegb A e 7
2 azvteadded o8 AAlste]l ®Al 3E 120 mg (100% =X, °]2X9] 60%)S 4 eUd=AM F534%

o}

logP(HCOOH): 3.10; logP( %4 ): 3.10; 1H-NMR (D6-DMSO, 400 MHz) & ppm 7.42(d,1H),
7.26( 8 & .2H), 7.05(d,1H), 6.75-6.72(m, 1H), 4.13(q,2H)

A 70 N'H{4-E2E-3-[(2,2,2-E| EF 2 E) sy d|dd}-2,2 2-EF EF e 2o go|n| =olu| = (1h-108)

(la-204) (Ib-108)

N'-{4-222-3-[(2,2,2-EfEF2de)=ad]dd}-2,2 2-EgEF o2 gojn=olu|= 90 mg (0.27
mmol)S TEFZZHE 6 ml 5o &3|A 7], WE-FEZHHZAF 68 mg (0.29 mmol)S 0T ]/\1 A7 s,
0ColA 2A17F Fet wwkdk F F=7F 23 mg (0.13 mmol)S H7bskdch. Wk EEE

a1, olojA yZFRRueog FAdta, 40% 5% FolFAUEF &9 B ¥3} A4
o= AFSAT.  #7] S Gatadls A AxA7|aL, odeta, SRR FSE skel Al
N NERIL/ Y ofAH | EE AFEate] NPLCO ofsf A7t A el Zy A=rmtEawdd o3
Aste]l TA sHeE 90 mg (95% £X%, ©]EX]] 91%) & WA A LA ZA TS5t

logP(HCOOH): 2.25; logP( $4 ): 221; 1H-NMR (D6-DMSO, 400 MHz) & ppm 7.57(d,1H),
7.42( B & ,2H), 7.30(d,1H), 7.10-7.07(m, 1H), 4.22-4.04(m,2F)

Az AN 4 N'-{2-ZF 0 2-4-vgd-5-[(2,2,2-EgZF o 2oe)sud |dd}-N-d-4-(ExgZF o2y
AT E 8 2~ o)m| =oln) = (1a-250)

A 10 NH{2-EF 2 2-4-vd-5-[(2,2, 2-EgEF 2 ) s ad |9 d -4 (Eg EF e mr g )l =oln =
F e LF
F F F F
F F
cl
F XX

(I11-3)

F

-5-[(2,2,2-Eg)|ZF o2 e)egd]oldad 1.00 g (4.18 mmol)S Lo TF==Ze 25
Eglogold 0.47 g (4.60 mmol)S FH7leta, EFES 0CE YAAATE. fFEade 25
(o=t

mloll FHA7]aL,
nl F 4-(EgEFoave)zd F22tol= 0.96 g (4.60 mmol)S 0CA Arlslict. whe E3tES AL
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[0530]
[0531]

[0532]
[0533]

[0534]
[0535]

[0536]
[0537]

[0538]
[0539]

[0540]

Z2dol= 0.17 g (0.84 mmol) S A7 slxw, &3
HaEzzvgoez s, wxst 4 A3y

Il Eol }-El]—jll:”/\ )\Loﬂ/\i 74}_1\]7]
A el 22 dAstAgstar, F<l stell o#slar,
69 g (95% =%, o] &9 93%)S T uA AN F55AT}.

logP(HCOOH): 4.20; logP( %4 ): 4.17; 1H-NMR (D6-DMSO, 400 MHz) & ppm 10.40(s, 1), 8.17(d,2H),
7.93(d,2H), 7.82(d,1H), 7.31(d,1H), 3.89(q.2H), 2.42(s,3H); 1H-NMR (CD,CN. 400 MHz) § ppm
8.70( ¥-& ,1H), 8.12(d, 1H), 8.08(d,2H), 7.84(d,2H), 7.17(d, 1H), 3.57(q,2H), 2.46(s,3H); GC-MS: EI A
(m/z): 411 [M]+

A 20 NHA2-ZF e 2-4-vd-5-[(2,2,2-Ed)EF e 2ol d) a9 d |9 -4-(Eg & F e 2 9) Wl Al 7p 2 35 2 0]

(-1 (11-3)

N-H{2-EF L 24-WE-5-[(2,2,2-Ef EF 2o d)=ad]ad -4 (EfEF o2 el =l = 1.00 g (2.43
mmol)& Lo tyFEZEZHEr 20 mlol] FHAZ]a, 293k 0.51 g (2.43 mmol)S HA7}star, EIES 229
A wRAl wREskiTE. sl F71 0.51 g (2.43 mmol) & H7betal, EFES A4 WA wRkEGITH. 2
H3kel F7F 0.51 g (2.43 mmol)& FH7bebar, RES Edh=s A2olA 3A3F st mwkstar, ojojx dejgt A
< S8 oAFStaL, FFAFT. ol¢} o] dto] FAl IFE 0.91 g (74% +%, o]EAC 65%)S FM od=

FEsgom, o 48 F7hw WA

IH-NMR (CD,CN, 400 MEHz) 8 ppm 8.32(d,2H), 7.86(d,2H), 7.32(d,1H), 7.21(d,1H), 3.58(q,2H),
2.47(s,3H);, GC-MS: EI &% (m/z): 429 (1CI) [M]+

@A 30 N'A2-EF L 2-4-"E-5-[(2,2,2-EF EF o2 d)d |9 d - N-WEd-4-(E EFF =2 &) A4l 7}

2% o] S| =

|
e

(11-3) (la-150)

wgolwl (THF % 2M) 150 mg (4.65 mmol)S A goll ol EUED 25 mlell FAA 7L, oMAEUED 25 ml &
N-{2-FF 2 2-4-md-5-[(2,2,2-EEF 2w d |dd}4-(EgEF o2 A7t 2 R 2o = &
2ehol= 400 mg (0.93 mmol)S 0CelA FH7ketar, EFES Aol A arkslir, ojojA] FHAZTE. 2
FES ol AFEIN/ Y oM Ho|EE AMEste] MPLCol o3 Aelzt 2 o] Zd A2nfE gy <
3l AAsEAE. olet o] st ®Al BFE 220 mg (99% %=, o]EX 9 56%)S FA uARA FEIIC
logP(HCOOH): 1.96; logP( &4 ): 4.08; TH-NMR (D6-DMSO, 400 MH7) & ppm 7.64(d,2H), 7.46(d, TH),

7.39(d,2H), 6.88(d, 1H), 7.76(d,1H), 3.53(q,2H), 2.89(d,3H), 2.20(s,3H); GC-MS: EI A (m/z): 424 [M]+

Az AAd 5 5-FREN'-{2-FF2-4-ME-5-[(2,2, 2-EEF 2o &) Eahd |9 d}-N N-t] v 2 E] 2 2 -

2-7} 2B xo|u|=olu| = (1a-149)

GA 1 5-ZFRE-N'-{2-ZF 22 4-vE-5-[(2,2,2-Eg| EF e 2da) & |9 d }-N N-ti e E| e A-2-7} = 5

Zoln|=ofn =
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[0541]

[0542]

[0543]
[0544]

[0545]

[0546]
[0547]

[0548]
[0549]

[0550]

[0551]
[0552]

S5=50dl 10-2000320

cl

c 7S

FFS\/S NH, /S F / | N
o S — AL
o)
(X-2) F
(la-149)

IAXY ZEgo)|E 743 mg (4.85 mmol)E 2-ZF 9 2-4-wE-5-[(2,2,2-EgZF o 2 E)Ead]oldd 200
mg (0.84 mmol) % 5-FZZ-N N-tJHgEodA-2-7t 28 ~olu|= 206 mg (1.09 mmol)ol] H7}shar, %?}%% 3t
F ool WAl AgSth, WA F, g EFES Bol R, HAUES Agsle] ddelw wEa, o
Jiilﬂl%_‘li FE3ATE. ek f7] A4S Al A AxA7Ia, oJ3sta, §viERH e s

of ezt oled AFEAMN/ S AREste] MPLCOl olsf A7l A e 2¥ AmviEIgae] ofs)
gAlste] FA shghe 165 mg (92% =i=, o]EA 9] 44%)& HEA LUdRA F5TAT.

logP(HCOOH): 2.11; logl( %4 ): 4.89; IH-NMR (D6-DMSO, 400 MHz) & ppm 7.00(d, 1H), 7.93(d, 1H),
6.87-6.84(m,2H), 3.68(q,2H), 2.97( 8 & ,6H), 2.23(s,3H)

Z AAd 6 N'-{2-ZF22-4-9E-5-[(2,2,2-Eg|ZF o 2 &d)<Ld]#dd}-N N, I-Ed W E-1H-9 &-2-7}
_E:%_ |r=olm = (1a-162)

A 10 N'—H{2-ZF o 2-4-WE-5-[(2,2,2-EfZF o 2oe)z=ad |dd}-N N, I-Eg H&-11-9 E-2-7l2 2 ~

FF { ) N
F s NH, //N ’L F ~
X e
F O
(X-2) F
(la-162)

2-4-vwE-5-[(2,2,2-EFEF o 2od)=ad]oldd 200
1.

IA¥Y ZFEdolE 743 mg (4.85 mmol)E 2-ZF ¢
Ft2 B ~oln)= 165 mg (1.09 mmol)el] #H7}sta, E3d&ES 3+
=

mg (0.84 mmol) % N,N,1-Ez|v€e-11-v] &-2-

ol il AdaiE. AN F g SRS Bl 0, SILEE b lde gEa, dae
segon SRS B f) 48 G LA A7, olkikn, guRiE A% el &

YA, o] 5 AlZRA/ Y obAH o] EE Ag-sto] MPLCOl| ¢ ) *‘ﬂﬂ A el 2y AmviEIH g
ofsf AAste] EA sHeHE 177 mg (99% %=, ] 9] 566)L A o ATA FEFT

logP(HCOOH): 1.67; logP( 34 ): 4.11; IH-NMR (D6-DMSO 400 MHz) & ppm 6.88(d, 1H), 6.70-
6.68(m,1H), 6.64(d,1H), 5.91-5.89(m,2H), 3.59(q,2H), 3.3%(s,3H), 3.05¢ ¥ & 3H), 2.77(¥-& 3H),
2.21(s,3H)

Az AAo 7: N'-{2-ZF 0 2-4-WE-5-[(2,2,2-EFZF ¢ 2o|&)<=atd ]9 d}-N N-T) W & F&F-2-7} 2 B~ 0]
n=oln = (1a-166)

SA 10 N'H{2-EF 0 2-4-vE-5-[(2,2,2-Eg| EF 2o d)&atd |9 d }-N N-T | & F g-2-7} 2 5 ~o]w] = o}
0=
P o & 4
S NH, 4 | F = ~
I:[ + %N\ —_— FFS\/S)(Z}\‘
F o
(x2) F
(1a-166)

FAxE Z2F0|E 743 mg (4.85 mmol)S 2-ZF 9 Z-4-WE-5-[(2,2,2-Eg|ZF o 2o e)zad]oldd 200
mg (0.84 mmol) 2 N N-tjw|d-2-Ftoln]= 139 mg (1.09 mmol)ell H7}etx, EIFES 3F sho] vHA 71<ds)
Aok, WA &, 9k ERHES B Ra, sRIES AMEste] g7elE gl 1=i=s

- 107 -



[0553]
[0554]

[0555]

[0556]

[0557]

[0558]

[0559]

[0560]
[0561]

[0562]

[0563]

[0564]
[0565]

SS=50dl 10-2000320

stk @ 71 42 BAUE P ARA D, ofeta, FUERE P sl KRG, ol
92/ ohAElo| =8 ALgstel WPLCA ola) Welzt A gel 2 AmvhEidslel ofs) HAlstko]
64 g (98% =12, oEA 9] 2108 B edzA F5a3UT.

logP(HCOOH): 1.57; logP( 34 ): 3.94 1H-NMR (D6-DMSO, 400 MHz) & ppm 7.69-7.67(m,1H),
6.91(d, 1H), 6.76(d, 1H), 6.43-6.40(m, 1H), 6.25(d, 1), 3.69(q,2H), 2.94(s,6E), 2.24(s,3H)

Az Aol 8 2-mFA-4-ME-5-[(2,2,2-EdEF 2o )=vd ohd ™

A 10 S-opA Eotn| m-d-m S A 2-v el 2 d FRTo|=

ZFRA | N-(2-WEA4-w D)ol Eoln] = [CAS-RN 89345-81-3] 19.5 g (108.8 mmol)S F=Z=Z&EEAF 150
g (1287 mmol)ell H7tslal, TFES 80TolA F7F 4217 & nkslgleh,. Wzhrzl &, &8-S ol H
7Vetn, EE 1AE FQ sl oJTste] AAHE 25.4 g (0]=ZX9] 84.1%, 1H-NMRY] wle} =% 100%) S 45
b=

1TH-NMR(D6-DMSO) 5 ppm: 9.04(s,1H), 8.14(s,1H), 6.80(s, 1 H), 3.80(s,3H), 2.48(s,3H), 2.04(s,3H)

Al 2: N N'-[t)EHT du]| 2 (6-HEA-4-d &l 5-3,1-t] ) [Tl ol ¥ Eofr| =

A

HN™ ~O
-0 : KI
’(') Cl
-
W
(XV-2) (XVI-1)

ol ghE 400 ml 2 A3 FAl 36.7 g T SO Eotn]| A4-v|EA2-HEdAlEEYd F2Eeo]= 25.3 g (91.1
mmol) 2 A F% 14.6 g (261.4 mmol)& F7 3ol 12A17F B2t 7FEsidh. st shell &vlE A AT 5, 3
FES B2 dshAgsta, &<l stoll st = AALE 9.4 g (o] &X9] 49.1%, LC/MS whe} =X 86.4%) S
oo A4 uAEA $£535H .

logP(HCOOH): 2.73

A 31 NH2-mEA-4-mE-5-[ (2,2, 2-Eg] & F 2ol ') s vhd s d JopA Eofr| =

@ X, o = Py

(XVI-1) (Xi-1)

N,N'- ﬂ%JM‘”Hl (6-m ZA]-4-m| L ullA-3, 1-T] ) [T ol Eolr| = 9.4 g (22.35 mmol)& A&l HHEEE

olu|= 60 mloll =HAA|Z|aL, OJolE] A EH 6.5 g, BHAMAHE 15.9 g @ oMY EF 5.45 ¢ @ E 40 nl=

H7ystaL, olojAl 3t 60T 3AZE FeF el WA F, 1,1,1-EfEF L E-2-0lo| 0%

g 12.5 g (59.54 mmol)< H7tslal, £FES T5TolA F7F 1243 &<t wkelgich,  748F sl &g AlA

g 5, Folde AFES Mg dAbS ARESe] AAdstATIAL, EAE HAAES &< stel ofFsidlth. o]}
( TE 5

o] 3t A& 5.3 g (o] EA9] 80.8%, IH-NMRel wa} =% > 950)& =533},

il

i)
m{n
mlo
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[0566]

[0567]

[0568]

[0569]

[0570]

[0571]

[0572]

[0573]

[0574]
[0575]

[0576]
[0577]

[0578]

omn
J
Jm
Qﬂ

10-2000320

1H-NMR(D6-DMSO) & ppm : 9.15(s, 1H), 8.14(s, 1H), 6.98(s, 1H), 3.83(s,3H), 3.69-3.61(q,2H), 2.40(s,3H),
2.06(s,3H)

A 40 2-wFA-4-wE-5-[(2,2,2-EYEF e 2o d ) Emubd Jobd |

F F
EX/SKIH\H/ . E>|\/S/\©[NH2
o° o

(%-3)
(XII-1)
5 2 94 125 ml 5 N-{2-HEA-4-wE-5-[(2,2,2-Eg| ZF o 2 e)ead]dd ol Eoln= 5.3 g (22.35
i) RN A

mol)& 7 ol 1847 E¢ warstAth. Wy £ FASPIEF SUS ALgse] AR WE

3, gEREdagcs &3t #7] A4S 28s EF AollA AxA7]a, SvEFE 7 S
%EMVM oje} o] dlof deAMAM YU 3.6 g (o]EA9 79.3%, LC/MSI wE FX 96.8%) S

53kt
1H-NMR(D6-DMSO) & ppm: 6.83(s,1H), 6.72(s,1H), 4.64( ¥ & ,2H), 3.75(s,3H), 3.64-3.56(q,2H),
2.30(s,3H)
Az A 9: 3-[(2,2,2-Eg]|ZF 22 E)Evd]oldd

F

Hs NH, S _s NH,

\©/ ©Te — O F \©/

(-4

3-olr| =WlAIE] S 6.5 g (51.92 mmol)S Aol ofMEYUEZ 200 mlo] FHA| ].T_’, EAE 13.7 g, 1A
AU EE 1.6 g, UWd H£EA= 1 opl 2 1,1, 1-EfEZFE02-2- 0}01 Tolg 13 g (61.93 mmol)i
%iﬂo} %%‘ < 45(:011*1 18A1ZE &<t awkabgict. 11% %‘L% & 250 ml2 3Astal, HE2=2dE

s B o %3 , ﬁUHirEi 7t stel Trﬂf\liiﬂr. 019Jr
5gs 2A odRA 5T (ﬂ%ﬂsﬂ 88.3%, LC/MSel wa} =% 97.9%).

1H-NMR(D6-DMSO) 8 ppm: 7.00-6.97(m, 1H), 6.61(m, 1H), 6.59%(m, 1H), 6.47-6.45(m, 1H), 5.19( § & ,2H),
3.88-3.80(q,2H)
logP(HCOOH): 2.01

Az AAld 100 N=(2,2-HUESF L2 EHAI S 2 L2 I 2 E 2ol = (XXIV-1)

%(0 + HzN/\/F — A{(H\)\F
O F (@]
(XXIV-1)
NFRIZgstend F280]E 14.4 g (137.75 mmol) S F5= HEZS =2 300 ml Foll &2, E

Fo Zoeroldl 16.8 g (207.24 mmol) <]
oF mwlkalal, F&H2 07 40ToA F7}
2 FEsigin. e 7] A 2

golldoldl 1 g& H7be &, ¥ EﬂEE‘r =2 FT 50 ml % 2,2-1
ﬁr. s

?]:
ole} o] slo] AAHE 18.9 g (o] &

gog AR, A FE

=] 92%, 1H-NMRel whe} =% 100%)S ‘M‘ % 1:%*1 ==

1H-NMR(D6-DMSO) & ppm: 8.46(t,1H), 5.99(tt,1H), 3.54-3.43(m,2H), 1.65-1.59(m,1H), 0.70-0.60(m.4H)
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[0579]

[0580]
[0581]

[0582]

[0583]

[0584]
[0585]

[0586]

[0587]

[0588]
[0589]

[0590]
[0591]

[0592]

S5=50dl 10-2000320

Az AN 11 1-ZFQBZAFEIZRIIE2E 2ol = (XXIV-2)

Cl NH,
A—( E— 4—6
F O F O

(XXIV-2)

ZER 1-ZRogAZFRIRRIERY F2eo]= [CAS-RN 149961-53-5] 600 mg (4.9 mmol)S <=4t
(B F NH;9] 28-30 %% 5% £9) 15 goll Hristal, E4ES A4 71 18217 S aitslalet. A

H HAEE 52 dlo] AHste] AAAE 470 mg (] EX<] 93.1%, 1H-NMR] wet % 100%)S WA 314 2 A
= o

1TH-NMR(D6-DMSO) 3 ppm : 7.80( ¥ & ,1H), 7.58( & & .1H), 1.29-1.12(m,4H)

Az AAd 120 -F229d9) 4, 4-HE2F 29 d-1-d) v el (XXIV-3)

cl N F
e} F @]

(XXIV-3)
4,4-0ZF 2ty F280]= 470 mg (2.98 mmol) & H&oll F4 EF9 35 mlol FHAIHG. Eg
Holul 1.4 g& H7I 3 4-ZEzulzxd ZF2ol= 690 mg (3.94 mol)S 254 HA7leta, £FES 100T
ol F7F 18A17F Bt ek, e EES = 250 mlE AEtn, §7) A4S Bgsta, U ERF A
AN Ax:A7)a, BulRFE A st frEl AT o]9f o] sl AAE 480 mg (o] EX°] 62%, LC/MSel
met FE 88%) S L:MAM QdRA FEST

LH-NMR(D6-DMSO) 8 ppm : 7.54-7.49(m,4H), 3.70(m,2H), 3.39(m,2E), 2.03(m,4)

Az AAd 130 N-{2-[3-222-5-(EgEF o2 E)F g d-2-d [N 2 L2 AT E 2ol = (XXIV-4)

N F
cl + F al F
cl
F AN R, F X O
0 | |
~

N NH, N N
H
)

(XXIV-4

2-[3-ER2-5-(EfEFezve)Igd-2-d ] golrl 550 mg (2.11 mmol)& Aol F tEFZ=ZWE 20 ml
of SHAAL. Egddelvl 1 g& /e &, §4 UIFERdE 5l T &Y ANEFREZEAvERY F2
Zho]= 270 mg (2.58 mmol)& A 7}slar, o]o]A EJHES 50TColA F7F 1243 SoF mutslsich, whs E3E
S = 50 mlZ 3|Asta, 7] A FEleta, 3bubadid el A A7, SuEEE 7Y Shell
Ztk. ol o] slo] AAE 450 mg (o] EX9] 73%, LC/MSOl whe} £k 87.1%)S L AX A uA A 5

o},

1H-NMR(D6-DMSO) & ppm: $.89(d,1H), $.41(d,1H), 8.17(t1H), 3.53-3.48(m.2H), 3.11(t2H), 1.51-
1.46(m, 1H), 0.63-0.59(m,4H)

4t o
Ac)
>

32

5

Z A 14 1-EFLLEN{2-FFL24-vE-5-[(2,2,2-E|EF 2 ) =Hd A d X E2 2RI E
2olu=olu|= (1h-19)

o2

4 10 I-EFLLEN{2-EF L 24-vE-5-[(2,2,2-Eg| EF 2 ) s d [Hd N EZ2 X2 RIIE H 0|1
Tolne (Ia-27)
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[0593]
[0594]

[0595]

[0596]

[0597]
[0598]

[0599]

[0600]
[0601]

[0602]

S5=50dl 10-2000320

x2) (la-27)

¥2~%Y F2golE 1.4 g (9.13 mmol)E 2-ZF 02 4-WE-5-[(2,2,2-EFZF o Zoe)eud]oldd 400
mg (1.67 mmol) @ 1-SFQ2ANZF2I 2RI B o= 470 mg (4.56 mmol)ol] H7}sta, E3IHES 95T ol A

18417 Fot Wk, A 8 3 dolgleE AFES B 94 wwela, A SEES Algsle] o
22 9E3, gEFREdaes FE39n. @3 47 AL BEstan, SUEF A fdxAga, &)
2RE 72 st AR Y. o9k o] dfo] AAE 380 mg (0)EA9 70.1%, LC/MSOl wel = 88.8%)%

AFEEA FESAT

logP(HCOOH): 1.2

A 20 1-ZRQE-N{2-ZF e 2-4-vWE-5-[(2,2,2-E8) ZF o2 d) = d]Hd N EFEZZ R EE ~o|n
Colnl= (Ib-19)

F F £ O F
F F 1]
Fj\/SJ@[N\W)A _— F>|\/SI>:N\\RA
£ NH, e NH,
(la-27) (Ib-19)
0-4ColA, 1-ZFLE-N-{2-ZF22-4-vgd-5-[(2,2,2-Eg|ZF e 2o e)Ead]fd N EET2RIl2 8~
olmj=oln|= (Ia-27) 310 mg (0.96 mmol)S Aol EFZZHE 30 mlo FAAHT. 454 &Y pH 7

(KH,PO4/Na,HPO,) 335 mg % wlAEZEdry F2o|= 65 mge HA7IE &, n-F22H WA 230 mg (70%

2 1.03 mmol)E ZFH 0-4ToAA Hrbstar, —g— EFES A2 2447 ot wuksltk.  33% FE
A TOIMIYEF §98 Hslal, olojA EIES UFERYEte R 23] FES. 3 U] 4S B

2 AFstar, SAUEF oA AxRA7]aL, ﬂi}é}%ﬂt} et st &ulE A A
Ed A RP(C-18) 2] WPLCE AMgste 29 ZzwtEdgyd o) gAsigich. o9 Zo
42 mg (o] 2X9] 12.9%, LC/NSol wet = 98.1%)2 F53l3tt.

F, ARES B/MEY

skl A=

Az AAlo 15: 2,2,2-EZEFFQ2-N'-{2-WEA]-4-1E-5-[(2,2,2-EZ ZF L 2o & )& ad |dd ol gho] | =
olm = (1a-236)
E>F‘\/SI INHZ })Ok F>‘F\/s N\H<F
+ F F S F
O/ F F " I;ro NH,
|

(X-3)
(Ia-236)

¥A¥Y ZF2E0]= 2.5 g (16.3 mmol)S 2-WEA|-4-HE-5-[(2,2,2-Eg| ZF e 2og)&vd]old ¥ 300 mg

(1.19 mmol) ¥ EZF o RolMEolu= 400 mg (3.54 mmol)ol H7}slar, EIES 95ToA] 18417 o o

etk I S F Pdolsle AFES B @/ wwksta, A bz Aol gZE R T

HaEzargoez S35, & §7] A4S BEst, SMRIUER AdA L2 5 %

of FHAHT. o]$} o] o] BAE 61.3 mg (]2 14.1%, IH-NMRol wa} <% > 95%)S FHEZA &

33Tt

Az AAd 16 N-[4-F22HD)(RE2EP4-A) LA ]-2-HEA-4-HE-5-[(2,2,2-ER EF 2 E ) &1}

dloldd (1a-268)

¢

mln
H

ol
ol

(

J
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[0603]
[0604]

[0605]

[0606]

[0607]
[0608]

[0609]

[0610]
[0611]

[0612]

[0613]

S=50dl 10-2000320

FJ 2
F>K/s NH, O N F s
PO — Y

(X-3)

O
-
pra
/ 2
@)

cl (la-268)

FAEY FEFo)= 2.5 g (16.3 mmol) S 2-HEA-4-HE-5-[(2,2,2-EZZF o =g
(1.19 mmol) % (U-Z=2=2HE)(REZY-4-L)MEl= 360 mg (1.60 mmol)ol] H7}stx, =3
oF wuratgdt}, A 2k & ool RRES 3 34 wwheli, A eE

gtd]etd® 300 mg
=

)=
EES 95TaA 18
s
A

M et & Ap8sto] oz
=2 wExn, gEEaduez &390, 3 7] 4e BulEtn, FUEF AdA AxA, fuz
FH 6} of frElAlZT.  o]¢} o] dto] AHE 247 mg (o] EA°] 40.9%, LC/MSOl wet % 90.9%) = &

FEZA 5330

Az AAld 170 N'H{2-FF 0 2-4-Wd-5-[(2,2,2-EEF 224 d) &9 d [ d}-N-wd 7] g d-3-7t 25 2 0]
ulEolu| = (1h-28)

A 10 N H{2-ZEF e 2-4-HE-5-[(2,2,2-Eg EF 2o &) & d |9 d }-N-v & F g d-3-Ft 2 E = o] u| = o} n|
= (Ia-61)

o
F F Z
>1\,s N SN Pl s w
+ | _ H - F I:[ I
N HN
~
(X-2)

F
(la-61)

FAEY FEFol= 1.5 g (9.78 mmol) S 2-ZFL24-Wd-5-[(2,2,2-EdZF e 2 g)Lud]obd @ 400
mg (1.67 mmol) & N-wlEY=Eol= 450 mg (3.31 mmol)oll H7}slar, TFEEL 95T 18A)7F H<F wyk

shalth. A S F Holdle IFES 3 ¢ wwkelal, uA sPAES ARESte] dZYE e, 4
S el et sl

SRaEdygoxr FE3ch. ek {7 A& EEEka, FAGEF oA dxA7|a, &ujEEY 738 st
A AT, olek o] st AE 550 mg (o] EX<] 92.1%, LC/MSOﬂ et X 92.9%) S JFFREEA 55
Ak,
G 20 N'H{2-EF2-4-Wd-5-[(2,2,2-Eg| EF 2 ) Erd ] d - N-vd I g d-3-71 25 20| u| =o}n|
= (Ib-28)

£ 73 e FQ Z3
EjVSI:(N\ N Fﬂ\/sj@N\ SN

FHN\ FHN\
(la-61) (Ib-28)

0-4TColA, N'—-{2-2FQ22-4-ve-5-[(2,2,2-E8| ZF 2od)&ud ] d }-N-v ey gl d-3-7} 2 5 o] u| = o}

= (Ia—61) 460 mg (1.29 mmol)ES Ao EZESZ2dE 40 ml
(KH,PO,/Na,HPO,) 460 mg 2 WA Eg o€ty S2alo]lE 90 mge 7}t

o 2 =

ARG, dSA & pH 7
T, n-FEREAMEA 320 ng (70%,

0.261 mmol)& Z=FH 0-4TAA H7tsta, Hbg EFES 204 2443 FoF wdksdch.  33% 5% 4
TP ER §98 Hrtela, oo EFES tIFERduor 23 FEdT. i 7] 4 BE A
Va

Hohal, FAVERF oA AxA7|aL, odsiditt. A skl e AT F, AFES F/HIEYER
I+ Al RP(C-18) 4] WPLCE AH&she Zd AmviEZdlo] s gAlstsl oje} o] stof AgE 145
mg (o]&319] 30.2%, HPLCOl we} == 98.7%)& 533,

Az dAle 18 N'—{2-FF 2 2-4-vd-5-[(2,2,2-EgEF e 2o &) &9 d |99} 9] e} 3] -2-7h 2 B 2o v] o}
= (1b-62)

A 10 N'-{2-EF e m-4-vE-5-[ (2,2, 2-EE SR e Rl )& atd |9 d o] ghl-2- Tk 2 R ol Eolu| = (Ta-
117)
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S5=50dl 10-2000320

o ol [NJA v F’VS)@ %]
)

(X-2)

[0614] (la-117

[0615] F2%Y FReoE 2 g (13.04 mol) S 2-ZFQ 2-4-w8-5-[(2,2,2-E2| ZF o 2ol &) & vd ]obd 300 mg
(1.25 mmol) 2 Fepd7t2 B obm = 190 mg (1.54 mmol)oll H7bela, EFES 95ToIA 18417 B9k wwntkal
Ak, A S F odeldE XFT%—% B3 §A wgkekal, LA L*&ﬁ%’r% AbgEte] dbE R whea, HF
ZRUeor FZ39vt. T 4] A4S Rusta, AUEF oA dxAz|a, fuzE ek st &
E]/\]Zﬂ)\]:]' 0]9’]’ 71%”0] O}‘Oq /‘g J& 365 mg (o] ] 84.5%, LC/MSOH ‘I}’E]' 2 91'2%)% ﬂ‘%—%i/ﬂ 5’:%5}—93\1:}'

[06 1 6] logP(HCOOH): 1.24

06171 @A 2: N'-(2-BReR-4-r8-5-((2,2,2-E el BF0 ol &) %3] ] d Y )| ek {272 B o] m] Sofu] = (Th-
62)

N
F (@] z
F 1] |
s g ) eGP
/T\;( NH,
F
(la-117) (Ib-62)

[0618]

[0619] 0-4Cell A, N'{2-Z2 0 g 4 vE-5-[(2.2,2-E2| 220 2o &)L uhd |d Y } ] @} 11 -2-7} 2 5 o] n] S o] &
(Ia-117) 305 mg (0.89 mmol)E A& ELIFEZ2Zwer 30 mlo]l FHAZC. gz ol pf 7
(KHLPOy/NaHPO,) 320 mg R WIAEL AL Gy FReol= 60 mgd H7He F, n-FRZIAMEA 225 mg (70%,
1.04 mmol)& =54 0-4TellA Hrbetar, whg ETFES A2ollA 2443t gt wwksgity. 33% 5= 7 H]
Luto|E gAS HArlela, oloja] EFIES vZEIUEeozn 23] FZIr) el 7] Ao e
AHskaL, FAGER el A7), oAdegith. 7 shel SvlE AAR ¥, AFEs RP(C-18) =4
Aol B AY. E/okAEYEDT} 34 RP(C-18) A MPLCE AM&sl= 2+d mzntE gy o) A8
0:1 goﬁ 55 mg (0]%549] 17.2%, LC/MSoﬂ EE}E} ¢E 100% g 1:111—8 Hﬂo];q,\_llq J—liﬂi/ﬂ ‘}l:"—zv‘é}‘ai]:]'.

[0620] logP(HCOOH): 0.84 logP( &4 ): 1.77

[0621] Az AAe] 19: 2-Z2=0 2 4-wE-N-[1-(2.2,2-E2 Z2 0 2o &)y Za]t-2-A gt ]-5-[ (2.2, 2-Eg| 220 2
de)&vld]ebdd (Ib-115)

[0622] G 1 N —{2-E2 0 e 4 oe-5-[(2.2,2-Ea]E20 2o|2)5ad AU )N-(2.2.2 EQEZ0 2o|e)A| S
2RI ER o u SOl (la-145) 2 2-EF024-sEN-[1-(2,2,2-Ea) S 70 2ol e) w2 d-2-J 2l ] -
5-[(2,2,2-Ee] 272 2o ") &b ]obd Y (1a-189)

Fd F
>K/S NH, ,)LF F>A\/S
PO GEEINY SANSS A
F M |—J—|NJ\
O
02 (1a-145) F7LF
F
F
FJ //QF
BPoae
F
[0623] (la-188)
[0624] Ix¥xY F2gol= 1.5 g (9.78 mmol)S 2-ZF L 2-4-HE-5-[(2,2,2-Eg|ZF 2 d)Evd Jold & 300

mg (1.25 mmol) E N-(2,2,2-Eg]|ZF o REDANFEITRAIIEE ~olu|= 430 mg (2.57 mmol)ol] H7}slar,
STFEES 95TAA 18A1ZF &<t witsdty, A S & Jolgle IFES B 4 wwsta, Al gt
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[0625]

[0626]

[0627]
[0628]

[0629]

[0630]
[0631]

[0632]

[0633]
[0634]

[0635]
[0636]

S5=50dl 10-2000320

%/ovﬂ UEZH=Z RP(C-18) &9 MPLCE A3t Zd A=utEad g 93] FASt] (N'-{2-ZF 92 2-4-v|
5-[(2,2,2-Eg|EF o2 ) Ead |9 d}-N-(2,2,2 EPZZO YN FRIIZ P2 E ~olu|=oln =
(13—145) 239.8 mg (o]=X]9] 49.2%, 1H-NMRol| we} &% 80%)

st
Inf

F (T1a-145)

13C-NMR(D6-DMSO) & ppm: 161.0, 153.5,137.0,133.9, 128.1, 127.2, 117.5,41.0, 35.6,19.6, 11.6, 6.2

logP(HCOOH): 1.99 logP( 24 ):4.12

W 9-ERoRA-vEN-[1-(2,2,2-E EF o Rol ) Se]P-2-2le] 9]-5-[(2,2,2-E BF o 2ol &) &3]
oldd (Ia-189) 72.4 mg (°]&x]29] 14.9%, HPLCOl wig} =% 100%)

(Ia-189)
IH-NMR(D6-DMSO) & ppm: 7.09-7.01(m,2HD), 4.28-4.21(q,2H), 3.89-3.81(q,2H), 3.51-3.47(t,.2H), 2.36-
2.30(t,2H), 2.32(s,3H), 1.98-1.90(m, 2H).

logP(HCOOH): 232 logP( &4 ): 4.37

< F539H.
@A 20 2-EFQ2A4-v'H-N-[1-(2,2,2-Eg|EF 2 E) ¥ Eg|d-2-d g dl | -5-[(2,2,2-Eg| EF L 2oE) &
vdlold# (Ib-115)

F F
F
F //k F ) //QF
F F F I
o e oIl A Cav
F F

(la-189) (Ib-115)

0-4°Coll A, 2-EFLE24-HE-N-[1-(2,2,2-EEF 2 ) Ed-2-d Y ]-5-[(2,2, 2-EHEF 22
)evid]obd®d (1a-189) 900 mg (2.32 mmol)S A &o| EZZZZWE 40 mlol] FHAAHC. 54 &9
pH 7 (KH;PO,/NasHPOy) 850 mg 2 WA EzZodgtny ZFEdo|= 160 mgs H71e 5, n-F 2224 600 mg
(77%, 2.68 mmol)<S ZTH 0-4TolA Hrtstar, W EFES A-20A 2447 Fot
T4 T ER &9& HUteta, oo EYFES HEREWEOR 23] FE3)
2 AlFsaL, SESR el AdxA7lar, oRsilth. sk gl &mE AT F, AFRES =/oHEY
Ed3} g7 RP(C-18) A2 WPLCE A&t 29 AzvlEzwuld] o) AAlsItt. o9k 7o) 3t YAE
70 mg (©]&x]9] 7.5%, LC/MSOl we} % 95.2%)S 53Tt

13C-NMR(D6-DMS0) & ppm: 164.2, 155.6, 138.3, 136.0, 120.8, 125.1, 124.2, 119.9, 117.9, 56.8, 49.5,
44.4,27.0,19.5, 16.4

Az Ao 200 2, 4-HHE-N-[1,3-SAE g d-2-d 2] 9l ]-5-[(2,2,2-Eg &7 e 2ol ") Evd Jobd 9
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[0637]

[0638]
[0639]

[0640]
[0641]

[0642]
[0643]

[0644]

[0645]

[0646]

[0647]
[0648]

[0649]

S=50dl 10-2000320

A 1 1-(2-F 2 2o Y)-3-{2,4-tIE-5-[(2,2,2-Eg| EF e 2o &)= ad | o d }9-#of

F
F
N
F:i\V/i:I:::I:THz + g~ N0 — ;:[::]:\\ﬂ/ ~ ¢

(X-2) (XXVI-1)

Za4 ) 2, 4-tWE-5-[(2,2, 2-Eg|ZF o 2 e)Lutd]oldd 1.45 g (6.16 mmol)S tert-5€ wE o€ =
50 ml 2 Zufjske] 1,8-T]o}uAEFE[5.4.0]2H~-7-21 (DBU) & 2-FE2dE o]iAloldo]E 700 mg
(6.63 mmol)o] &Mo| Hriela, FHHO R AZoA F7F 18AIF Tk wnksgitt. Ay sk, A BE &
g EFERHE AASE, AHE 9 2AE FA kel AHEGITE. o9} o] 3t AAE 2.00 g (o]
=]¢] 88.5%, LC/MSol| whe} =% 94.4%) S 5313t}

IH-NMR(DG-DMSO) & ppm: 8.01(s,1H), 7.83(s, 1H), 7.04(s,1H), 6.83(t, 1H), 3.77-3.69(q,2E), 3.68-
3.65(m,2H), 3.45-3.40(m,2E), 2.30(s,3H), 2.14(s,3H).

A 20 2, 4-tWE-N-[1,3-2A &8 d-2-d e dl]-5-[(2,2,2-Eg] Z2F 2 E)&ud]old ¥

O _NH

F
F H H F
F>‘\/s N\H/N\/\Cl Ej\/s \|N(
° L

2 15ml %2 Z2IQYEH 20 mlg TFE T 1-2-F229Y)-3-{2,4-tHE-5-
atd ] dg-dlel 900 mg (2.64 mmol)S ¥AHZHE 4 g § B el 184
stol], EFES SR %317\1715—’ wFollE Ao £HEE F2 4
55 1A B¢ AXEHES kL, olojA wlo]X M AHES &< stel o
E 560 mgS F53FH. H]—O]S’_E}Xl ol&d g} ¥ (Biotage Isolera One)
AZR2EA 2:1 v/ve AMgste 2§ AEvtETHTe] &) HAlst] AdE 13
e} = 81.5%)S 533

(XXVI-1)

Abo 2 Ab
735181t}
9 ooz oE ofMHolE /
0 mg (o]&x]9] 16.2%, LC/MSO

O

logP(HCOOH): 1.36
Az A 210 2-EFF e 2-4-Wd-N-[1,3-E o} H-2-Ld Rl ]-5-[(2,2,2-EFEF 2 d) &3 d Jo}d
(Ia-279)

g9A 1 2-Z
= (Ia-278)

il
to
i
T
éé

-[(1,3-EfopAd-2-d 2] qll]-5-[ (2,2, 2-Eg & F e 2o ") svd Jobd g w S &2eto]

(%-2)
(la-278)
ZEY, 2-FFL2-4-ME-5-[(2,2,2-Eg|EF o2 e )sdd]old™ 1.61 g (6.72 mmol)= tert-5F2 dw€
NHZ 30 ml 2 EugEe] 1,8-tolAHAFZE[5.4.0]&t]~-7-¢1 (DBU) 5 3-F=2E2X 2 o|LAolY|o]E 1 g
(7.37 mmol)9] §qof H7letar, F&HHoF Ao F7IE 18A17F &t witslgltr. 4 3o, EFES
o f,?_

2 X1
SulRRE feAAT.  delle ARE Qol:, ol WA ARIAANAT. olsh ol

2 ]
sto] WAE 2.3 g (o]2X] 91.3%, LC/MSO Wt % 95%)S F53attt.

13C-NMR(D6-DMSO) & ppm: 166.0 (B8 ), 156.1, 142.1, 131.7, 129.4, 126.1, 120.6, 118.6, 41.3, 34.9,
26.6, 20.6

logP(HCOOH): 1.34
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[0650]

[0651]
[0652]

[0653]

[0654]

[0655]

[0656]

[0657]
[0658]

[0659]
[0660]

[0661]

SS=50dl 10-2000320

A 2 2-EFQ Z4-vE-N-[1,3-E]o} X F-2-L 2 ]-5-[(2,2,2-E|EF 2 E)Evdold A (1a-279)

S\ -NH S._NH
E;\/S \l’\‘rtH o o E>‘\/s N
L L
(1a-278) (1a-279)
2-ZF 0 Z-4-vd-N-[1,3-Eo} A F-2-Ld A ]-5-[(2,2,2-Eg) ZF e 2o ) End]olday FEFo)= (la-
278) 2.2 g (5.87 mmol)& & 50 ml Foll &aA7]aL, SIS EE (5 5 NH:9l 28-30 5%% &9)S AME-3h
o gZEE BEJY. EFRES fgIFRRduor uE FEI%. 3 {7 A4S s, S ER
el Al AzxA7Ia, G REE ZHSE stell fElAlTE. ook o] st AHE 1.56 go FRHE (o]EA9

68.3%, 1H-NMRel w2} <% 100%)S HWuy= Z8)

=
iih)
ox,
lo
ft
>
4
By
QL'
32
v

Az Ao 220 2-EF 24w E-N-[1,3-ElobE e d-2-d e wl]-5-[(2,2,2-Eg| &7 e 2ol d) =y d]opd €

G 10 1-(2-F22E)-3-{2-ZF 2 2-4-1E&-5-[(2,2,2-ET ZF o 2 g) &y d |9 d }E] & -l o}
E F F E H H
F>K/S;(:[NH2 + g ~NaS — FHVSI:[N\H/N\/\C'
F Fo
(X-2) (XXVI-2)

T4, 2-EF L 24-vE-5-[(2,2,2-EEF2de)Eydloldd 1.9 g (7.94 mmol)S tert-F¥ €
]Eﬂ_a; ml 2 EnEke] 1,8-tolAHIAI 2 2[5.4.0]$dH2-7-d (DBU) & 2-Z2 R E o] AE ¢ AolyolE 1
g (8.22 mmol)&] o] H7lstar, o]oji Ao F7F 18A1%F F<F ket et stell, A9 BE 8

EFEZHE FEA7IE, AEE 9 2HE A Shol k. o9k o] st APE 2.88 g (o] E
o] 97.1%, 1H-NMRel whg} <=1 100%)S 53+t

2

ﬁ mlm

1H-NMR(D6-DMSO) 8 ppm: 7.68-7.67(m, 1F), 7.43-7.40(m, 1H), 4.03-3.93(m,4H), 3.61(t,2H), 2.41(s,3ED).

A 20 2-ZFQ 2-4-v"-N-[1,3-FlolE e d-2-d Wl ]-5-[(2,2,2-Eg EF e 2o ”)Eabd Jobd | (1a-238)

Fﬂvsj@ \g/H\/\CI . Ei/s;@i’\‘
F

(XXVI-2)
(1a-238)

-(2-22248)-3-{2-ZF 92 4-vd-5-[(2,2,2-EFZFQ

E 3ml ¥ TEIQYEH 100 mld 2&E F 1
e, B8AHEE 2 g, @AE 3.5 g, FABIYEF 0.1 ¢ & o}
o
O

Zole)sad]ade-dlol 2.75 g (7.62 mmol
19 Qs ZE 0.1 g7 37 37 sl 4813t

o o4 Adsent. e sl ERES S FANR,
dolgle wAlY £dYE He Qo FIAZL. EFES tIzzdvom wE Fasdv. 9 &
) e Felsta, vkl delA AxA7IE, §MZRE e sl FEUARAG. olsh o] stel 24
0 2.3 g8 £ AHEEA FEAUL. 50 g A0 AEAANE AGHE wol 0B olEelel 3 01%@1
24 o9 ohiHelE / AFRAN Ll v/ive Aget dd Azl o) gAlstel 44 590 ng

(o] ZX¢] 23.9%, LC/MSOl W& <= 92.9%)S 531,

13C-NMR(D6-DMSO) & ppm: 163.3, 153.7, 134.8, 126.9( ¥ ), 126.9, 126.0, 117.0, 45.0( L ), 35.5,
20.8, 19.4
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[0662]

[0663]
[0664]

[0665]
[0666]

[0667]

[0668]
[0669]

[0670]
[0671]

[0672]
[0673]

S=50dl 10-2000320

A 3 2-EF Q0 2-4-WE-N-[1,3-Elo}ZEd-2-dEd]-5-[(2,2,2-Eg| ZF 2 2o &) &yd]opd

S/_\NH s/_\

NH
F
L) X

F>|\/S N — F S
)OS 9 s4

0-4CoA, 2-ZF 0 Z4-wE-N-[1,3-Ho}lZ=dd-2-d&d]-5-[(2,2,2-EgZF e za)&gd]lolda  (la-
238) 99 mg (0.305 mmol)S Lo EFZ=Zw|E 10 mlol %d 17, k5A &4 pH 7 (KHPO./Na,HPO,)
-SE29WEAE 80 mg (70%, 0.357 mmol)<

120 mg ¥ MAEZEARF F2ol= 20 mgS M7 &,
& At 33 TE A TORMIUER

A 0-4ToA HArstaL, g EFES H29A4 24471_} k]
%0_1,4% A7fstar, ool & o Y 7 S BE AL, &by
Ef AolA dxA7lar, o3tatitt. = 25 E/olAlEYELD g4 RP(C-
18) “de] WPLCE A}ﬁo} Zsl aRvEag e o FAstt.  o]ek o] st BAE 15 mg (o]EX¢]
14.4%, LC/NSOl whel s 100%)S 533t

13C-NMR(D6-DMSO) § ppm: 165.3, 157.5, 137.2, 131.5, 125.6, 120.6, 119.5, 58.5, 46.4, 31.3

logP(HCOOH): 0.80

Az AAd 23 2-ZFQ 2-4-WE-N-[(2E)-1-Hd ) ES2d-2-4 &N ]-5-[(2,2,2-EZ ZFQ 2o &) &y d]o}
d& (Ib-55)
A 1 2-Z2F 0 7-4-vd-N-[(2F)-1-Hd 9 Zgd-2-d gl ]-5-[(2,2,2-Eg ZF o 2o &) ead ol d

N
F F ;I \©
F F
F*/S ﬁNHz Fﬂ\/SIZN
H,C F H,C F

(%2)

2-EF 0 R4-mE-5-[(2,2,2-EgEFEdE)sd]old ™ 150 mg (0.63 mmol) H N-#Hd-2-3] &2t 202
mg (1.25 mmol)S A& =HAAY. EAXH FEFo]= 0.29 ml (3.14 mmol)E HH3S] FH7}sta, Wk
FES 100TolA 242 &t wsiet. WA &, E3ES W Bi, piE F4 FASVESF &9
& AM&Ete] 8-9& Ak, TFES oE oMAHCIER 33 FESIT. Fe 77] s E3 AV EF
|Aog A, FAVER oA dxA7IL, AFfsta, sFAZT. IRES

RP(C-18) *‘Oﬂ FTA7I5L, B/ MEUEHS A}%OM RP(C-18) <] MPLCell <J3f Zﬁﬂo}“’it} 27H TS
G skt EA4 3HEE 89 mg (98% =%, ol&X9] 37%) 2 65 mg (98% =%, ©]EX9] 27%).

EO"

N

logP(HCOOH): 1.83; logP( 24 ): 4.92; IH-NMR (D6-DMSO, 400 MEHz) 5 ppm 7.85(d,2E), 7.36(dd,2H),
7.12-7.09(m,3H), 3.92-3.84(m,4H), DMSO 33 8}¢] 2H, 2.33(s,3H), 2.05-1.97(m,2H)

S 20 2-ZF 0 2-4-v|'-N-[(2E)-1-H<d 9 Egd-2-d gl ]-5-[(2,2,2-EgZF 2 gd)=gd]old&d (Ib-
55)

- Y0 c e YO
';>|\/s N . ';ﬂ\/g N
H C:©:F H CD:F

3

(Ib-55)

0-4CollA, 2-ZF=-4-WE-N-[(2E)-1-sdv= -5-[(2,2,2-Eg|Z2F e 2od)&ud ol dd
89 g (0.23 mmol)S H&d tF=Z=Zue 3 nlo] 2AA 7|, WE-SF22HAMZEA (70%) 69 mg (0.28 mmol)S
H7rekar, WS EFES A-2dA F7F 2413 Bt 2R 1014, 33% ¥% E|LIMUYER &9 (F%
A= RS F33) 2 X3t FRAIVESF 948 HUteta, ERES HEEEdAuoRr 23] FESI0t. §

©
o
“Iﬁ
o
©
&



[0674]
[0675]

[0676]

[0677]

[0678]

[0679]
[0680]

[0681]
[0682]

[0683]
[0684]

@ f7) 4e = MMEF S9ow AHea, MHEF A AxAAD, d9dn, §u1E 2
AARAT. AFES FA SHTE 98 ng (945 £, ol2A 990 24 edmA Tgahdrt,

logP(HCOOH): 1.27; logP( &4 ): 3.47; IH-NMR (D6-DMSO 400 MHz) & ppm 7.86(d,2), 7.37(m,31I),
7.22(d, 1H), 7.09(dd, 1FT), 4.14-4.02(m,2H), 3.73(dd,2HD), 2.67-2.57(m,2H), 2.33(s,3H), 2.07-1.99(m,2H)

Az AAe 24: 2-({2-EF L 2-4-HE-5-[(2,2,2-Eg|EF 2 e) &y d|dd}o]v]x)-3-(2,2,2-ET| &F L
2o e)-1,3-HolE# d-4-2 (Ib-71)

S 1.a: JP 2011-42611 (AAle] 250) 2R E FAH 1-{2-FFL2-4-HE-5-[(2,2,2-Eg| EF R &) &}
d19d)-3-(2,2,2-EF S F 2o €) 2.2 o}

\)<F
F
i*/SI:[NHZ F*/Sj@:
H,C F H,C F
(X-2) (XOXVIII-1)

2-ZFQ24-ve-5-[(2,2,2-Eg|ZF o 2od)Ead]old® 1.00 g (4.18 mmol)S X Lol tF 22 5 ml
o %@7\17]1, Eglolgobl 0.006 ml (0.042 mol)& H7FFATE. 1,1, 1-EE]EF 2 2-2-0] 2E] 2 A|oh o] &

o 0.59 g (4.18 mmol)& H7}E &, wWkS EJES AL HhA] mwyteldtk.  &mE 7t stol] AASka,
AFES o7t EFlor oﬂﬁwﬂo}ﬂ B84 B3 &2 st ofgstar, ARAIHGY.  o]e} o] Ffof
EA 3EE 0.31 g (100% <X, o229 20%)S WA uA2A FEHT. 7 s, oJ3ES Sz RE

FEAI AT, FFE 1.30 g2 &% 7799 ®A SFES 23S
logP(HCOOH): 3.32; logP( &4 ): 3.24; 1H-NMR (D6-DMSO, 400 MHz) & ppm 9.62(bs,1H),

8.34(bs, 1H), 7.76(d, 1H), 7.26(d, 1H), 4.46-4.40(m,2H), 3.87(q,2H), 2.38(s,3H)

oA a
2-({2-2F 2 2-4-g-5-[(2,2, 2-E EF 2 2ol &) &3 d o d o] v 1)-3-(2,2,2-E ZF S 2o &)-1,3-F]
o}E e t-4-& (1a-175)

O
F
F N\
s H%E . S\{N\)LF
F*/SI:[ ';ﬂ\/SD[N
H,C F H,C F
(XXXVIN-1) (la-175)

1-{2-EF 2 2-4-vd-5-[ (2,2, 2-EEF 2 ) ead |9 d}-3-(2,2,2-EF EF 22 Ed)E 5ok 75 mg

97% <%=, 0.19 mmol) % BEHOLHEAL 27 mg (0.19 mmol)S Ao EF4 2 =

ol A 6417 sF wtalgivk. W7k o, 23 AU EF §HES W u

gata, FAUGEF FolA HxA7)a, §mMEFE 7S kel ARt ARES
E/OMNEUERS AME-3Se] RP(C-18) 7] MPLCOl o8] A8ttt A sh3h= 18 mg (100% Tk, o]&

219 23%)& WA A=A G AT

logP(HCOOH): 4.09; logP( 4 ): 3.99; 1H-NMR (D6-DMSO, 400 MHz) & ppm 7.27(d,1H), 7.21(d,1H),
4.58(q,2H), 4.24(s,2H), 3.87(q.2H), 2.39(s,3H)

A 3.a:
2-({2-&F 2 2-4-d-5-[(2,2,2-Eg| ZF 2o &) &y d |dd}o]nx)-3-(2,2,2-Eg| ZEF 2 2o € )-1,3-F]
o}ZE H-4- (Ib-71)
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[0685]
[0686]

[0687]
[0688]

[0689]

[0690]
[0691]

[0692]

[0693]

[0694]

[0695]

S5=50dl 10-2000320

(1a-175) (I6-71)

0-4ColA, 2-({2-FFL2-4-"E-5-[(2,2,2-ETZF o2 E)sdd]dd o] x)-3-(2,2,2-EZ ZF L2
g)-1,3-Elo}Zad-4-2 136 g (0.32 mmol)S A Sol tF22vet 3 mlo] FAAF| 2, We-Z225wzst
(70%) 84 mg (0.32 mmol)S H7}sta, Wbg EFES A2 = bkl o]ojA, 33% =

Ao A F7F 2RI B9

HOBIES §9 (ASAE AES $3F) 2 3 :
it @ 6§ e X

datar, e 7Y skl AAsIAT. AFES B4 = 1

dzA F55a, ol Akl wel ARsslel WA wAE AT,

logP(HCOOH): 2.93; logP( %4 ): 2.87; ITH-NMR (D6-DMSO, 400 MHz) & ppm 7.51(d,1H), 7.38(d, 1H),

4.62-4.57(m,2H), 4.26-4. 14(m,3H), 4.04-3.94(m, TH), 2.36(s,3H)

FHom, FHE el we F9E 5 Ak

ol
CHA 1.b: 2-ZF 0 2-4-1E-5-[(2,2,2-EgZF o 2 E)&ud]oldd

F o
F F .

H,C F H,C F
(X2) (XXVIT-1)

0-4ColA, 2-ZF22-4-ME-5-[(2,2,2-Ef]ZF 2o E&)&ad]oldd 5.00 g (0.21 mmol)S 20l tZ=
Z e 100 mloll =AA 73, HE- ELEEJHLL/& 6.18 g (0.25 mmol)S H7}slar, ¥H& ETES 22X
AZE Fob wakslgith, oo, 33% FE E|LIAUEER & (HIFAE AES SIS Hrtstal, EFE

FZRYero g 23 FE3u. 3 Fr] S 3 BV EF f90=7 MH3la, FAUEF AdlA
7)1aL, AAzsta, gviE #<¢ skl AASIY. IFEL FA IFFE 5.10 g (90% =%, o]=X2] 86
\}

logP(HCOOH): 1.77; logP( %4 ): 1.72; 1H-NMR (D6-DMSO, 400 MHz) & ppm 7.26(d, 1H), 7.02(d, 1IT),
5.45(bs,2H), 4.08-3.95(m, 1H), 3.88-3.75(m, 1H), 2.19(s,3H)

A 2.b: 1-{2-ZF e 2-4-vWE-5-[(2,2,2-E8)ZF o2 )& d ] d}-3-(2,2,2-E8| ZF 22 E)E| %
glo}

Ho TF
N
F oo oG S J<F
Ot — o
—_—
H,C F H,C F
(x2) (XXXVII-1)

~EF02-4-wE-5-[(2,2,2-EYEF o2 ) e d]otdd (90% %) 1.00 g (3.53 mmol)E& A5l
2ret 5 mlol FAAZI, Egogoldl 0.005 ml (0.035 mmol)E H7}atdct. 1,1,1-Eg|E2F Q2 g2-2-0
Alotflo] Eol 8k 0.50 g (3.53 mmol)<S 73k & HbS TJLES Ao vk wuHkestr. B84
1 Bfoll ofatar, A=A o]&k o] dto] BA FFE 0.60 g (100% =%, ©]EX9] 43%) &
24 F5E. St dkel, dFAES EMESY FEART. IFE 0.81 g2 £% 54%0] BA 3t
Basia S

o 2 o O O
1>~ T

o }ﬂ to ™
H: ﬁ m{oil }'O
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[0696]
[0697]

[0698]
[0699]

[0700]

[0701]
[0702]

[0703]
[0704]

[0705]

[0706]

[0707]

[0708]

[0709]

SS53d 10-2000320
logP(HCOOH): 2.34; logP( %4 ): 2.30; 1H-NMR (D6-DMSO_ 400 MHz) & ppm 9.75(bs, 1H), 8.50(bs, 1H),
8.12(bd, 1F), 7.36(d,1H), 4.52-4.40(m, 1H), 4.21-4.15(m, 1H), 4.05-3.95(m, 1H), 2.36(s,3H)

A 3.c:
2-({2-&F 2 2-4-d-5-[(2,2,2-Eg| ZF 2o d) &y d |dd}o]nx)-3-(2,2,2-Eg| ZF . 2o € )-1,3-F]
o}ZE H-4-& (Ib-71)

O
F AF
Ik A%

s
F o Y F O Y
F 1 F 1
et — o
H,C F H,C F
EOXVII-1) (Ib-71)

1-H{2-EF e 2-4-Wd-5-[(2,2,2-Eg| EF 2 )&y d]Hdd}-3-(2,2,2-ET EF L

(0.51 mmol) ¥ BRREOIMEAE 70 mg (0.51 mmol)S Aol 54 2 mloll A7, T3E
AR Fob wreitt. 23t ASUEF A& W EFE Hrksta, #71 A
ol HxAIZIAL, SWERE 7S stel AT, RES RP(C-18) 2o %83
AF&3ko] RP(C-18) Z&e] MPLCol ol& AAstdvt. ®Al 3= 63 mg (97% £, °|&
Al Sl A AT

Az Aol 250 3, 4-"mE-5-(MEE3hd)-1,2,4-Elof o} E-4-o] & W s o] ES] 4]

h=]
=
h=]

=

z

Y

s MeSO,-

1

N

\

A 10 3,4-tde-1,2 4-F o}t o}&-5(4H) -2

v~ 4
S Neee —> S N~

hig hi

O S
0ColM, %89l 6.13 g (27.6 mmol)S ZA& F 3,4-T]vd-1,2 4-Elolr]o}E-54l)-& (= B2, 73
[J. Chem. Soc. Perkin Trans. 1 1983, 4, 687-691]°] we} #Alx%) 1.80 g (13.80 mmol)e] -&Yol FH7}staL,
ojo}r Eet=& 100TA 4AE gk sttt 4 A2 R ARviEaedy] FAl e, #24 sgE
0.60 g (o]&X]2] 30%) S 533},

())j\
A 20 3, 4-HHE-5-(MEEabd)-1,2,4-Ffotr] o} F-4-o] 5 HEEF o] E

N= N=L,
S\[rN\ — S __NU
S S MeSO,

g (4.10 mmol)e] &l H7tela, E3FES 7 sholl AR B WGk, WAAIN F, &wiE 7
o ﬂ 1 AT, FEHA FFE (1.50 90 F7to] = BA7} wrSAZ ).

Az Ao 260 N-(3,4-tjH|€-1,2 4-E]o}rjo}EH-54l)-L g gl)-2 4-t] W& -5-[(2,2,2-EZ ZF Q2 2o ¥) &
dlopd & (1b-173)

A 11 N-(3,4-9HE-1,2,4-El o}t o}=-5(4H)-L 2] d)-2 4-t W e -5-[ (2,2, 2-Eg ZF o 2o g & upd Jo}dH

EAS) aww gug &FolE 0.62 g (4.52 mmol) S oHAEYER F 3,4-tuE-1,2, 4-E|o}r]o}Z&-5(4H)-E]
0.6 %
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s==4

10-2000320

[0710] A7) 1A Az S ARESke] 3EH 9] SEE - o E B9, &7 38 19 IFES 5T F Uy
X3
XA x*
N S F
Lo ko F
R\ )\ 3 X (0), F
2
[0711]
AAd [n [RT R’ R X x> [xX*[xX* [logP
Ia-01 [0 [ CH, CH, CF, H [F H |[CH, [4.48™.4.5
la-02 [0 === H CF, H|F H [CH, [4.45™4.43M
03 [0|H H CHF, H|[F H [cH, |22
Ia-04 [0 | H892-99a [H CFs HI[F H [CH; [3.68®
la-05 |0 | =229 H CF; H |F H |CH; |[4.51%4.52"
Ta-06 [0 |H H PDF-91¢ [H [F H |CH
1a-07 [0 [H H CF, H[CH, [H [cCH, [3.36734"
08 |0 [ ¥d2-dmE | Jad-2- CF, H|F H [CH
arg
1a-09 |0 [ CH; H CF, H|CH, |H |F 3.724:3.69"
Ta-10 |0 | CH, CH, DD-F- H|[F H |[CH
A4
Ia-11 [0 [ Mg &x2Y H CFs H|F H [CH; [3.05™
Ia-12 [0 | CH, H CF, H|CH, |H [cH, |3.95%4.01™
la-13 |0 [ CH, H CF, H|F H |cH, |3.79%3.71M
Ta-14 [0 [H H CF, H{c [H [c
Ia-15 [0 [ CH, H CF, H[ca [H [a 4,21 4 "1
la-16 |0 [(E8]EF 229 |H CF, H|F H [CH,
eexd
la-17 [0 |H H CF, H[CH, [H [F 3.16™:3.14™
Ta-18 [0 [ o™ H CF; H|F H [CH, [4.12M4.12M
1a-19 |0 | CH; H CFs H|{H |H [CRK
1a20 |0 | CH, H CF, H|C |H [CH
la21 [0 |H H CF, H|F H |CcH, |3.13%3.17%;
3.120
22 [0 |H H DD-F- H|F H |CH
ElE!
Ia-23 |0 [ CH; CH, CF, H|CH, |H |CH, [4.874.87"
Ia24 [0 [ CH, CH, CF, H[CH, [H [F 4,534 47
Ta25 |0 |H H CF, H H |CF,
Ia-26 [0 [ Cpr H CF, H H [cH, [4.03M4.02M
Ib-01 |1|CH, CH, CF, H H |CH,
[0712]
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[0713]

[0714]

[0715]

[0716]

[0717]

[0718]

[0719]

[0720]

[0721]
[0722]

[0723]

[0724]

[0725]

[0726]

[0727]

S=50dl 10-2000320

A9 [n|R' R R® X XX [X*[X* JlogP
02 [1]aa H CF, H[F H |CH,
b-03 [1|zZzw2-9 H clu F |H CH,
Fs
b-04 |1]CH, H CF, H[cH, [H [cH, [3.153.09™
Ib-05 [ 1] CH; H CF, H|CH, [H [F 2.8617;2.79™
06 |1 === H CF, H|F H [cH, [3.2473.17
Ib-07 [ 1]CH, H CF, H[F H [cH, [2.64™2.61™
b-08 | 1] Cpr H CF, H[F H [cH, [268™2.67
Ib-09 [ 1]CH, CH, CF, H|[CH, [H [cCH, [3.23™:3.19™
b-10 | 1] CH, H CF, H[H H [CF, [25202.490
Ib-11 [1|H H CF, H[F H [cH, [277%271™
12 |1|H H CF, H|CH, |H |[cCH, |3.36%33
13 [1|H H CF, H|[cH, [H [F
Ib-14 |1|H H CF, H |l H [cl 2.051%:2.02%
Ib-15 | 1| CHs CH; CF, H|CH, |H [F 2.17%:2.14%
Ib-16 [1|H H CF, H[H H [cCF, [2.2P2.19"T
ool :
PD-F-Fd = fetgstEFezdd; -F-84 = 1,1,2,2,3,3,4,4,5,5,6,6-L07l2F 228 4; CIF, = UZF

o2HE; Cpr = ANEFEZEF; (]l =94 F= 27049,
logP 3t 3l7] Whelol]l o8] 94 2 (C 18)S AME3le] HPLC (2As A AZvtE2s])o <8 EEC g
EJH (Directive) 79/831 o}~ (Annex) V.A8¢l 2J3f] AA3}ST).

A Mol el LC-MS 2742 pH 2.7914 ol sdozA 0.1% 4 X542 2 ofAEYUESR (0.1%9 X543
Shsh & ARgste; A8 Fu) 102 oFAMEYEZ A 95% OWEHE%E 3ttt ®3F, 1ogP(HCOOH) = A

=

/4 HA oA LC-MS A2 pll 7.89014 o] 5do2A] 0.001 & 4 TEHIGEE £9 9 opEYEH
Abgete]; AE Tl 10% oA EUEHA 95% oA EUEH=R 83ttt Eh, logP(F4)o2A A A

A WYY AAL pH 2.39014 olF Ao RA 0.1% FA ¢al D oHNEUERS ALRsle]; AE Tu)
10% oA EYEH|A 95% ol EYEHR 33}t
BHAL FAE logP gk (logP #2 2719 d&she ¢k Abole] A8 WS 283k AR/ Azt <) 2A

S ZE HEAY Ixk-2-2 (3 WA 16719 v dAE M) S AMgste] sl
Ar-Hdge Fa2rteEadgy] Az HelA 200 nm WA 400 nme] IV AFEHS A}gsto] AAsT.
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[0728] MR ~#Efe] 7|58 v AAd ME 7 2 MR 93 55 £ 549 NR &4 55

o @A%.

HS

o 74 gl

)
fol

A

ME 1H-NMR H]o] &

IH-NMR(D6-DMSO): 7.12(d,1H), 7.07(d,1H), 3.84-3.92(m,2H), 2.98(% <, 6H),

Ta-01 2.33(s,3H)

IH-NMR (CDCI3): 7.03-7.09(m, 1H), 6.91-6.93(m, 1H]), 5.29(% -, 1H), 3.28-3.38

Ta-02
a (m,4H), 2.42(s,3H), 1.69 (51, 2H), 1.01(}2-,2H), 0.83-0.88(m,1H)

IH-NMR(D6-DMSO): 7.11-7.14(m,1H), 7.06-7.04(m,1H), 6.92-6.98(% <, 2H),

[a-03 6.30(tt,1H), 3.83-3.91(q, 2H), 2.34(s,3H)

[CDCL] 7.26 45.31;7.09 0.35,7.03 0.72;6.93 0.95,6.91 0.85;5.09 0.50;4.13
0.50;3.30 1.93;3.28 1.82;2.42 16.00;1.57 44.22;1.43 0.36;1.33 0.54;1.29 4.62;1.28
4.60,1.26 1.33;1.25 1.06;1.25 1.27;1.23 0.74;1.08 0.47;0.01 0.72;0.00 24.21;-0.01
0.77

TH-NMR(D6-DMSO):  7.10(s,1H), 6.98(%-, 2H), 6.85(s,1H), 3.87(q,2H),
2.30(s,3H), 1.98(s,3H)

[DMSO-Dq] 7.09 3.30,7.07 3.26;6.87 0.35;6.85 0.33;4.06 0.56;4.04 1.74;4.02
1.77,4.00 0.62;3.92 0.37;3.86 1.00;3.35 143.04;3.34 312.18;2.79 0.68;2.78
0.62;2.74 0.37,2.73 0.35;2.68 0.56;2.67 0.68;2.67 0.49;2.54 0.38;2.53 0.96;2.51
54.21;2.50 72.95;2.34 0.46;2.33 0.64,2.33 0.79;2.33 0.64;2.32 0.46;2.07 1.95;2.04
0.35;2.01 16.00;1.99 8.08;1.36 0.69;1.24 0.46;1.19 2.26;1.17 4.49;1.16 2.17:0.88
0.50;0.86 0.36,0.00 9.11

[DMSO-De] 701 4284.03 0.82:4.02 0.83;3.79 035337 0.42:3.34
331.71:3.33 0.37;3.32 2.34:2.79 0.50;2.62 0.35:2.61 0.48;2.61 0.35;2.52 0.66:2.52
0.84:2.52 0.90;2.51 23.83;2.51 51.40;2.30 70.93:2.50 51.33;2.50 23.51:2.44
0.53;2.39 0.35:2.39 0.53;2.38 0.38;2.36 0.58:2.33 0.49;2.31 0.74:2.28 16.00;2.19
0.55,1.99 3.80,1.97 7.19;1.19 0.93;1.17 1.84;1.16 0.90:0.01 0.74:0.00 23.54;-0.01
0.71

[CDCl] 7.26 51.97;7.09 0.34;7.04 0.43;6.93 0.64:6.92 0.56;3.73 0.51;3.72
Ta-13 0.51;3.49 0.37;3.30 1.06;3.29 1.10;3.29 0.94;3.28 0.80;3.01 1.54;2.42 16.00;2.36
0.92;1.57 10.32;1.26 0.76;1.25 1.28;1.23 0.63;0.01 0.86;0.00 28.20;-0.01 0.93

Ta-05

Ta-07

Ta-09

Ta-12

Ia-14 1H-NMR(D6-DMSO): 7.67(s,1H), 7.15(s, 1H), 4.16(¢,2H)

1H-NMR(D6-DMSO):  830(3 &, 1H), 7.61(s,1H), 7.20(s,1H), 4.14(q,2H),
2.62(5 &, 3H)

1H-NMR(D6-DMSO):  7.15(d,1H), 7.10(5-%, 2H), 6.92(d,1H), 3.90(q,2H),
2.01(s,3H)

[CDCL] 7.26 18.05,7.26 0.39,7.25 0.35;7.24 0.34;7.04 0.64:6.94 0.46,6.93
1.00;6.92 0.76,6.91 0.76:6.84 0.35:6.82 0.33;5.26 0.47;3.45 1.08:3.41 0.41:3.39

0.32;3.30 1.56:3.28 1.39;2.47 0.74:2.42 16.00;1.58 15.92;1.29 1.95:1.26 0.51:1.25
0.43;1.25 0.48,1.09 0.37;0.00 9.63;-0.01 0.33

1H-NMR (CDCI3): 7.58 (d,1H), 7.13 (s,1H), 6.85 (d,1H), 531 (% &, 1H), 3.45
(q.2H), 2.93 (¥ & ,3H)

ITa-15

Ta-17

Ta-18

Ta-19

[0729]

A

W 1H-NMR #|o[H]

Ia-21 IH-NMR(D6-DMSO): 7.17(d, 1H), 7.09(d, 1H), 3.91(q,2H), 2.34(s,3H)

IH-NMR(D6-DMSO).  7.02(s,1H), 6.79(s,1H), 3.83(q,2H), 2.87(% <, 6ID),
2.28(s,3H), 1.96(s,3ID)

1H-NMR(D6-DMSOY: 7.09(d,1H), 6.86(% -, 1H), 3.89(q,2H), 2.90(4 =, 3H),
2.00(s,3H)

IH-NMR (CDCI3): 7.72 (d,1H), 7.24 (m,1H), 6.96-6.99 (m,1H), 4.98
(W&, 2H), 3.48(q,2H)

[CDCL] 7.26 29.38:6.94 1.54;6.92 1.55;3.73 0.38:3.72 0.38;3.49 0.34;3.33

Ta-26 0.70;3.32 0.83;2.47 0.43;2.42 16.00;1.57 6.79;1.26 0.58;1.25 1.07;1.23 0.54,0.48
0.53;0.43 0.39;0.01 0.45;0.00 15.80;-0.01 0.53

Ia-23

Ta-24

Ia-25

[0730]
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[0731]

[0732]

A &)
_ 1H-NMR dH|o
" | o] B
Ib01 1H-NMR(D6-DMSO): 7.29(d, 1H), 7.23(d,1H), 4.02-4.14(m,2H), 3.01( % -2, 6H),
2.31(s,3H)
602 1H-NMR(D6-DMSO): 8.30(% 2, 1H), 7.29(d,1H), 7.22(d,1H), 4.08-4.14(m,2H),
3.99(5 S, 2H), 2.31(s,3H), 1.11(5 S, 3H)
503 1H-NMR(D6-DMSO): 8.02(% 2, 1H), 7.28(d,1H), 7.21(d,1H), 4.08-4.14(m,2H),
3.96-4.00(m, 1H), 2.31(s,3H), 1.12-L17( &, 6H)
Ib-04 IH-NMR(D6-DMSO):  8.01(X &, 1H), 7.00-7.20(m,2H), 3.70-4.10(m,2H),
) 2.80(5 <, 3H), 2.27(s,3H), 2.07(s,3H)
[DMSO-Dg] 776 0.68;7.75 0.68,7.48 0.42;7.46 0.41;7.27 5.26,7.26
5.26,7.09 0.34;7.02 0.49;4.32 0.34;4.30 0.38;4.27 0.47:4.26 0.80;4.24 1.46;4.22
2.04;4.20 1.69;4.18 0.75;3.35 821.56;3.34 2.15:3.33 2.32;3.17 0.58:3.16 0.562.81
505 0.80;2.73 0.36;2.62 0.57;2.62 1.01;2.62 1.31;2.61 0.98:2.61 0.52;2.54 1.16;2.52
3.60;2.52 4.50;2.52 5.20;2.51 63.77;2.51 130.55;2.50 175.10;2.50 122.46,2.50
53.43;2.48 0.53;2.39 0.67;2.39 1.11;2.39 1.41;2.38 1.11;2.38 0.73;2.37 6.18;2.33
0.38;2.31 0.37;2.27 4.25;2.11 16.00;2.09 5.30;2.08 1.22;2.02 0.44;1.91 0.99;1.23
0.51;1.14 1.46;0.01 0.51;0.00 12.92
IH-NMR(D6-DMSO):  7.28(d,1H), 7.22(d,1H), 4.10-4.14(m,1H), 3.90-
Ib-06 4.09m,1H), 3.10-3.30(5%,2H), 231(s,3H), 1.51-1.56(5 % ,2H), 0.84-
0.91(% &, 3H)
607 IH-NMR(D6-DMSO):  7.30(d,1H), 7.22(d,1H), 3.99-4.15(m,2H),  2.66-
2.73(8 &, 3H), 2.31(s,3H)
[DMSO-Dyg] 843 0.75;7.39 032,722 1.80,7.20 1.79;437 0.45,4.13
Ib-08 0.35;4.11 0.82;4.09 0.84;4.07 0.47;4.05 0.32;4.03 0.53;4.02 0.49;3.45 0.50;3.44
0.51;3.44 0.56;3.43 0.58;3.43 0.36;3.42 0.38;3.40 0.48;3.40 0.57;3.39 1.02;3.38
1.14;335 1478.79;3.33 18.72,2.62 0.34:2.62 0.79;2.62 1.07:2.61 0.78,2.61
AA 4
- [e]
W5 1H-NMR d| o] €]
0.36;2.54 0.67;2.52 1.59;2.52 2.06;2.52 2.16;2.51 57.91;2.51 127.88;2.50
173.56;2.50 123.42;2.50 53.41;2.39 0.33;2.39 0.75:2.39 1.04;2.38 0.74;2.38
0.33;2.31 16.00;2.08 2.40;1.99 1.93;1.23 0.45;1.19 0.50;1.17 1.09;1.16 0.49;1.07
0.79;1.05 1.55;1.04 0.73;0.42 0.41;0.41 0.44;0.01 0.39;0.00 13.49;-0.01 0.41
[b-09 1H-NMR(D6-DMSO): 7.12(s,1H), 7.03(s,1H), 4.03-4.07(m,2H), 2.91(5 2, 6H),
2.27(s,3H), 2.07(s,3H)
Ib-10 IH-NMR (CDCI3): 7.63-7.71 (m,2H), 7.07 (d,1H), 5.63 (5 -2, 1H), 3.25-3.58
(m,2H), 2.94 (d,3H)
Ib-11 1H-NMR(D6-DMSO0): 7.37(d,1H), 7.28(d,1H), 4.03-4.10(m,2H), 2.34(s,3H)
Ib-12 IH-NMR(D6-DMSO): 7.19(s,1H), 7.17(s,1H), 3.96-4.04(m,2H), 2.30(s,3H),
2.07(s,3H)
Ib-13 1H-NMR(D6-DMSO):  7.31(d,1H), 7.10(d,1H), 4.23-4.29(m,1H), 4.13-
4.18(m,1H), 2.10(s,3H)
Ib-14 1H-NMR(D6-DMSO): 7.87(s,1H), 7.54( % <, 2H), 7.33(s,1H), 4.10-4.18(m,2H)
[be15 IH-NMR(D6-DMSO):  7.27(d,1H), 6.98(d,1H), 4.23(m,2H), 2.94(%-S 6H),

2.09(s,3H)
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[0733]

[0734]

AA
T2 4 dolg
HE
P F IH-NMR(D6-DMSO): 7.11-7.08(m, 1 H), 7.04-7.02(m, 1 H),
1a-27 hs N\W)A
:@ T 6.68(51-S, 2H), 3.89-3.81(q,2H), 2.33(s,3H), 1.37-1.30(m,4H)
HC F s
F
. Eﬂ\(w; IH-NMR(D6-DMSO): 7.87(s, |H), 7.60-7.27(5) &, 2),
1a-28 F>K/S |N
F jij: 7.10(s,1H), 4.15(q,2H)
Br Br
F 1H-NMR(D6-DMSO): 7.10-7.07(m, 1H), 7.00-6.98(m, 1 H),
Ta-29 R “\>_f‘v/p 6.60(3 S, 2H), 5.03(m, 1H), 3.88-3.80(q,2H), 2.32(s,3H), 2.05-
S H
e : 1.98(m, 1H), 1.72-1.63(m, | H)
F F
AA 4
Tz £4 dlolg
WE
1030 ¢ IH-NMR(D6-DMSO): 7.37(s,1H), 7.26( 5 S, 2H), 6.99(s, 1 H),
a- HC N F F
- Yo 4.00-3.92(q,2H), 2.32(s,3H)
E s HN F F
Ia-31 1T \Q logP(HCOOH)=4.73, logP(% %] )=4.67
Cl
HECD[F
& F CH
. Fﬂ\rri . | 1-H-NMR(D6-DMSO): 7.82(s, 1H), 7.12(s, 1H), 4.14(q,2H),
la-32 F>K/S Il 2
F :@: 3.00(s,6H)
Br Br
1H-NMR(D6-DMSO): 7.06-7.03(m, IH), 6.94-6.92(m, 1 H),
.
Ta-33 ;ﬁvsmr\ - |637(51S,2H), 4.93-4.76(m, 1H), 3.86-3.78(q,2H), 2.31(s,3H),
He ¢ M2 2.09-2.05(m,1H), 1.42-1.24(m,2H)
s 1H-NMR(D6-DMSO): 7.03(s,1H), 6.76(s,1H), 5.99(5 &, 2H),
o (o]
la-34 e ¢ “\>_'Q 3.86-3.78(q,2H), 2.29(s,3H), 1.91(s,3H), 1.59-1.55(m,2H), 1.29-
e M 1.26(m,2H)
F F
£ FCH.
1 . F>‘\(~\W 1H-NMR(D6-DMSO): 7.48(d,1H), 7.20(d, 1H), 4.05(q,2H),
a-35 Fﬂ\/s L
F D: 3.01(s,6H)
Cl e
3 1H-NMR(D6-DMSO): 7.29(m, 1H), 6.94(m, 1H), 6.32(5 <, 2H),
lIa-36 HE N Cl
R Y] 3.97-3.89(q,2H), 2.29(s,3H), 1.60(m,2H), 1.28(m,2H)
F>\l\/s HN
F i H
N IH-NMR(D6-DMSO):  8.22(% &, 1H), 7.82(s,1H), 7.16(s,1H),
Ia-37 FJ\/S e
F I:[ 4.13(q,2H), 2.65(bs,3H)
Br Br
- B IH-NMR(D6-DMSO): 7.37(s, 1H), 7.32( 5 S, 2H), 7.00(s,1H),
i

4.01-3.93(q,2H), 2.31(s,3H)
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[0735]

AR 4
s Tz £ dglolg
S
39 . Q««CHE 1H-NMR(D6-DMSO): 7.01(m,2H), 3.84(q,2H), 3.38-
n
i%sj@[“ 3.32(m,2H), 2.88(s,3H), 2.30(s,3H), 2.25(t,2H), 1.88(q,2H)
H.C F
1H-NMR(D6-DMSO): 9.12-9.11(m, 1H), 8.68-8.67(m, 1H), 8.32-
.
Ia-40 s n AN [8.28(m, 1H), 7.50-7.47(m, 1H), 7.17-7.12(m,2H), 6.79(5 &, 2H),
HQCI:[F Wiz 3.93-3.85(q,2H), 2.36(s,3H)
Fe F
K FF>‘\(F1\/A )
la-41 1 I logP(HCOOH)= 4.62
HECI;/LF
F 1H-NMR(D6-DMSO): 9.32(m, 1H), 9.00-8.98(m, 1H), 8.27-
la-42 e § 5 “\>_<j” 8.26(m, 1H), 7.19-7.16(m,2H), 7.05-6.98( 5, 2H), 3.93-
S Vi
A 3.85(q,2H), 2.37(s.3H)
FF
o 1H-NMR(D6-DMSO): 8.32(bs,1H), 7.58(d, 1H), 7.22-
N.
a3 Fls Fﬂj SH: | 7.20(m, 1H), 4.05(q,2H), 2.80-2.60(5) < ,3H) -
.
oL P EPEEE!
F o | IH-NMR(D6-DMSO): 7.42-7.35(m,2H), 7.28-7.24(m,2H), 7.08-
Ta-44 2 “@ 7.06(m, 1H), 6.88-6.83(m,2H), 3.65-3.57(q,2H), 2.86-2.85(d,3H),
el 221(s,3H)
FF
F 3 . F H
la-45 Fﬁ T Q(F LogP(HCOOH)=4.82, logP(%4)=4.71
HEC:©:F Fr
1H-NMR(D6-DMSO): 8.94(m, 1H), 8.37-8.34(m, 1 H), 7.63-
£ =\ _-Cl
la-46 Eﬂ\ﬁ:@:“‘ﬁ/@ 7.61(m,1H), 7.17-7.12(m,2H), 6.86( 5] <, 2H), 3.92-3.84(q,2H),
He F M2 2.36(s,3H)
. F i IH-NMR(D6-DMSO): 7.35(%} &, 2H), 7.17-7.15(m, 1 H), 7.06-
-

7.04(m, 1H), 3.92-3.85(q,2H), 2.35(s,3H)

- 126 -

SS=50dl 10-2000320



[0736]

AA] &
T 4 deolH
H3
adg & 1H-NMR(D6-DMSO): 7.34(m,1H), 6.99(s,1H), 6.84( 515, 2H),
a- N F
. S\/ >—< 6.31(t,1H), 3.99-3.91(q,2H), 2.30(s,3H)
o 1H-NMR(D6-DMSO): 8.63-8.64(m, 1H), 8.34-8.32(m,1H), 7.98-
[a-49 @ o 7.94(m,1H), 7.59-7.55(m, 1H), 7.36(s,1H), 7.02(s,1H),
>—Q 6.60(5 2 ,2H), 4.05-3.98(q,2H), 2.05(s,3H)
.
IH-NMR(D6-DMSO): 7.51-6.74(m,6H), 3.64-3.56(q,2H),
1a-50 H CGN\ o ( ) ( ) (9,2H)
s HEC—N\: D 2.98(s,3H), 2.89(s,3H), 2.18(s,3H)
F'7(_ CH
FFE
c i CH,
-
F cH 1H-NMR(D6-DMSO): 7.10(d,1H), 7.04(d,1H), 3.86(q,2H), 3.40-
st K PR ( ): 7.10(d; 1H), 7.04(d, 1H), 3.86(q,2H)
s:@N 3.36(m,4H), 2.32(s,3H), 1.15-1.11(m,6H)
HC F
F k H .
52 o Fﬁ\‘r Lo 1H-NMR(D6-DMSO): 8.32(bs,1H), 7.49-7.44(m,1H), 7.32-
Fxsﬁ“ 7.21(m,1H), 4.04(q,2H), 2.70(bs,3H)
Cl E
CH
. . 1H-NMR(D6-DMSO): 7.29(s,1H), 6.90(s,1H), 4.04-3.98(q,2H),
Ia-53 & F
30
Bl e 2.92( S, 6H), 1.98(s,3H)
)2 " >Fk(“ 1H-NMR(D6-DMSO): 8.86( 5 &, 1H), 7.13-7.05(% &, 2H),
la-54 F Il i h hw? 477(5)5 ,2H), 4.60( %1 2, 2H), 4.40(5] <, 1H), 3.85(% -, 2H),
HECD[F 2.33(s,3H)
F
N - 1H-NMR(D6-DMSO): 7.08-7.04(m,2H), 6.23(tt,1H), 3.87-
Ta-55 He ’L{F 3.77(m,4H), 3.48-3.46(1,2H), 2.31(s,3H), 2.32-2.29(t,2H); 1.94-
S
/ﬁ F 1.90(m,2H)
FLF
CH3
F 27 52 . ulo
s C‘Qg/\fp 1H-NMR(D6-DMSO): 7.37(s,1H), 7.27(5 &, 2H), 7.03(s, 1H),
N

4.03-3.95(q,2H), 2.31(s,3H)
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[0737]

AA] ¢ "
_ T2 4 dlolg
HE
Fe GHy Fe
s F)% ne e 1H-NMR(D6-DMSO): 7.62(s,1H), 7.17(s,1H), 4.17-4.12(m,2H),
S N 3.00(s,6H)
Cl Cl
1H-NMR(D6-DMSO): 7.10-7.07(m, 1H), 7.00-6.98(m, 1 H),
.
Ia-58 EkﬁI:IkK% 6.42(% 5, 2H), 3.88-3.80(q,2H), 2.32(s,3H), 1.57(m, 2H),
HC F N2 1.29(m,2H)
. 1H-NMR(D6-DMSO): 8.46-8.44(m, 1H), 8.32-8.31(m,1H), 7.60-
. =
[a-59 F*ﬁij} sl | 7.58(m,1H), 7.33-7.30(m, 1H), 6.83-6.80(m,2H), 3.69-
He 5;7m3 3.61(q,2H), 3.01(s,3H), 2.93(s,3H), 2.17(s,3H)
IH-NMR(D6-DMSO): 7.37-7.32(m,3H), 7.19-7.17(m,2H),
1a-60 hse ”\%Q_U 6.88-6.85(m, 1H), 6.80-6.78(m, 1H), 3.64-3.56(q,2H), 2.86-
S HCY 2.85(d,3H), 2.21(s,3H
F?}C .85(d,3H), 2.21(s,3H)
_ 1H-NMR(D6-DMSO): 8.47-8.46(m, 1H), 8.36(m,1H), 7.57-
"
la-61 FxﬁIIN\L 7.55(m,1H), 7.51-7.48(m, 1H), 7.30-7.27(m,1H), 6.89-
He LR 6.83(m,2H), 3.70-3.62(q,2H), 2.89-2.88(d,3H), 2.20(s,3H)
1H-NMR(D6-DMSO): 7.54(s,1H), 7.02( 5 &, 1H), 4.11(q,2H),
N.
la-62 F;k/s T S 13.28(t,2H), 2.96(s,3H), 2.08(t,2H), 1.77-1.71(m,2H), 1.62-
] II 1.56(m,2H)
Cl Cl
_ 1H-NMR(D6-DMSO): 8.65-8.64(m, 1H), 8.31-8.29(m, 1H), 7.98-
:
la-63 >l s Ny ‘ml 7.94(m,1H), 7.59-7.56(m,1H), 7.17-7.14(m,2H), 6.80( 5 &, 2H),
H;ﬁp N 3.93-3.85(q,2H), 2.36(s,3H)
ol 1H-NMR(D6-DMSO): 8.46-8.45(m, 1H), 8.37(s,1H), 7.57-
la-64 FH3C<©7N\>_C> 7.55(m,1H), 7.49-7.48(% <, 1H), 7.30-7.27(m, 1H), 7.13(s,1H),
P s Hey N/ 6.78(s,1H), 3.73-3.65(q,2H), 2.90-2.88(d,3H), 2.17(s,3H)
s P IH-NMR(D6-DMSO): 7.10(s,1H), 6.98( 5=, 2H), 6.83(s,1H),
a- H,C N EF
£ ) ¢ |3.89-3.81(q,2H), 2.31(s,3H), 1.98(s,3H
s m%ﬁ (9,2H), 2.31(s,3H), 1.98(s,3H)
1H-NMR(D6-DMSO): 9.14(m, 1 H), 8.67-8.66(m,1H), 8.33-
Ia-66 8.30(m,1H), 7.50-7.46(m, 1H), 7.10(s,1H), 6.91(s,1H),

CH,
F \_7
N s HN

6.41(51 5, 2H), 3.89-3.81(q,2H), 2.33(s,3H), 2.04(s,3H)
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AN 4
=H 7z B2 dlo]g
ik
F 1H-NMR(D6-DMSO): 7.09-7.06(m, 1H), 6.94-6.92(m, 1 H),
.
la-67 Ae g § N f-or | 6:53(81% ,2H), 3.86-3.78(m,2H), 2.67(m, 1H), 2.33(s,3H), 1.96-
A 1.90(m, 1H), 1.76-1.70(m, 1 H)
FF
. <9um_ 1H-NMR(D6-DMSO): 7.53(s,1H), 7.10(s, 1 H), 4.11(q,2H),
la-68 F>K/s I :
r :@ 3.39(t,2H), 2.90(s,3H), 2.26(t,2H), 1.90(q,2H)
Cl Cl
F 1H-NMR(D6-DMSO): 8.33( &, 1H), 7.50-7.24(m,4H), 6.88-
Ta-69 ne \ 6.85(m,1H), 6.76-6.73(m, 1H), 3.49-3.45(q,2H), 2.89-2.88(d,3H),
S H,C-N
Fﬁ_'Hm 2.18(s,3H)
0 & 1H-NMR(D6-DMSO): 7.36(s,1H), 7.22(5 &, 2H), 6.92(s, 1H),
a- cl N F F
F 3 F14.07-3.99(q,2H), 1.98(s,3H
Rl (a:2H), 1.98(s.3H)
ol 1H-NMR(D6-DMSO): 7.35-7.32(m,2H), 7.19-7.16(m,2H),
Ta-71 FHECQN\ >_@g 7.09(s, 1H), 6.70(s, 1H), 3.68-3.60(q,2H), 2.90( % <, 6H),
.
F*ﬁHﬁh1 2.15(s,3H)
F 1H-NMR(D6-DMSO): 8.55-8.54(m, 1H), 8.04-7.96(m,2H),
la-72 He $_<j> 7.72(m,1H), 7.60-7.57(m,1H), 7.37(m,1H), 6.93-6.90(m,1H),
el e, 3.63(q,2H), 2.83-2.81(d,3H), 2.24(s,3H)
FF
.
e QN 1H-NMR(D6-DMSO): ~ 8.69-8.68(m,2H), 7.90-7.89(m,2H),
1a-73 : Y N
s m?_@ 7.17-7.11(m,2H), 6.85( % 2, 2H), 3.93-3.85(q,2H), 2.36(s,3H)
= O
FF
- o I1H-NMR(D6-DMSO): 7.27(s, 1H), 6.84(s,1H), 6.21(¥ -, 2H),
a- Cl N
F \>~Q 4.04-3.94(q,2H), 1.93(s,3H), 1.30-1.15(m,4H)
£ HN
F 1H-NMR(D6-DMSO): 7.09-7.06(m, 1H), 6.94-6.92(m, 1 H),
Ia-75 H§“§:§”K e 6.65(5 S, 2H), 3.85-3.77(q,2H), 2.68-2.62(m,1H), 2.33(s,3H),
S H¢4>_v<0|
e : 2.17-2.14(m,1H), 1.91-1.87(m, 1H)
FF
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Tz 4 dolg
HE
176 £ IH-NMR(D6-DMSO): 7.36(m,1H), 7.15(% <, 2H), 6.95(s, 1H),
a- Cl N
K C S | 4.08-4.00(q,2H), 1.99(s,3H)
E S HN F
Eg Fp GH,
N, 1H-NMR(D6-DMSO0): 7.33(d,1H), 6.99(d,1H),6.64-6.61(m, 1H),
- F)gs FK\( e, ( ): 7.33(d, 1H), 6.99(d, 1H) (m, 1H)
:©/ y 4.15-4.07(m,2H),2.92(s,6H)
Cl
1H-NMR(D6-DMSO): 7.85(d,2H), 7.36(dd,2H), 7.12-
N
Ia-78 F>Fk/s I @ 7.09(m,3H), 3.92-3.84(m,4H),DMSO ¥ = 3}¢] 2H,
F
HECBEF 2.33(s,3H), 2.05-1.97(m,2H)
F 1H-NMR(D6-DMSO0): 7.05-7.01(m,2H), 6.10(} S, 2H), 3.88-
12-79 e § j N 3.80(q,2H), 2.32(s,3H), 2.31(s,3H), 2.30(s,3H), 1.74(m, L H),
S 3 3
e e T 1aman)
FF
F 1H-NMR(D6-DMSO0): 8.49-8.48(m,2H), 7.51-7.49(m, 1 H), 7.15-
1a-80 e g (") | 7-14(m.2H), 6.87-6.85(m,2H), 3.69-3.61(q,2H), 2.88-2.87(d,3H),
4
e M 2.20(s,3H)
FF .
o 1H-NMR(D6-DMSO): 8.95-8.96(m, 1H), 8.36-8.39(m, 1H), 7.61-
la-81 ; 7.63(m, 1H), 7.10(s, 1H), 6.91(s, 1H), 6.49(5 <, 2H), 3.81-
a FFH:C rmc‘ (m,1H) (s,1H) (s,1H) (%, 2H)
Y N 3.89(q,2H), 2.32(s,3H), 2.03(s,3H)
3 1H-NMR(D6-DMSO0): 7.09-7.06(m, 1H), 7.01-6.99(m, 1 H),
1a-82 ”CQ”»_\ 6.19(51 S, 2H), 3.95(s,2H), 3.88-3.80(q,2H), 3.33(s,3H),
S J =
e MO a30an)
FF
1H-NMR(D6-DMSO0): 8.64-8.63(m, 1H), 8.30-8.28(m, 1 H), 7.98-
N i 7.93(m,1H), 7.58-7.55(m, 1H), 7.33-7.29(m, 1H), 7.13-
s Qw (m, 1H) (m, 1H), (m, 1H)
. 7(—5 HN 7.11(m,1H), 7.02(s,1H), 6.84-6.82(m,1H), 6.64( 5 S ,2H),
bk 4.04-3.96(q,2H)
F 1H-NMR(D6-DMSO0): 7.40-7.17(m,4H), 6.87-6.84(m,1H), 6.77-
la-84 HE N\@ 6.75(m,1H), 3.59-3.46(m,2H), 3.14(5 2, 3H), 2.71(5 2, 3H),
) '
A Ny 2.17(s,3H)
[0739] -
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[0740]

A A o
ek TZ £ Hlolg
W3
2 . . 833(4H2 3
jﬂF F:Kr” oo, | IH-NMR(D6-DMSO): 8.33(s £, 1H), 7.11-7.06(m,2H),
[a-85 3 ) Fh f> 3.83(q,2H), 2.33(s,3H), 1.34(5 =, 3H), 0.76( 5 &, 2H),
; EC]C[F 0.57(% & ,2H)
F 1H-NMR(D6-DMSO): 9.27-9.25(m, 1H), 8.58-8.56(m, 1H), 8.03-
1a-86 ne g:i'i e |8.01(m,1H), 7.18-7.14(m,2H), 7.01(5} &, 2H), 3.93-3.85(q,2H),
S HN A N F
i 2.37(s,3H)
FF
o, 1H-NMR(D6-DMSO0): 8.00(% <, 1H), 7.28(s,1H),
[a-87 c WooF 6.95(51 <, 1H), 4.09-4.01(q,2H), 2.68-2.67(5 2, 3H)
F
A ey ¥ 2.00(s,3H)
g8 F Q“{Hz 1H-NMR(D6-DMSO): 7.53(s,1H), 7.102(s, 1H), 4.12(q,2H),
-
F Sj:i 3.39(dd,2H), 2.90(s,3H), 2.26(dd,2H), 1.90(m,2H)
Cl | HO\yO
F
1a-89 FJS Faat logP(HCOOH)=5.15, logP(34)=5.15
8 N
HEC:©:F
1H-NMR(D6-DMSO): 7.03(d,1H), 6.93(d,1H), 3.84(q,2H),
N.
12-90 . ;\/s %% [3.25(t2H), 2.94(s,3H), 2.30(s,3H), 2.10(t,2H), 1.76-1.70(m,2H),
F :[::]: 1.60-1.54(m,2H)
H.C F
i TH-NMR(D6-DMSO): 8.44-8.43(m, 1H), 8.32(m, 1H), 7.51-
Ta-91 FFHZC N\F@ 7.48(m,1H), 7.28-7.21(m,2H), 6.89(s, 1H), 6.41(% &, 1H), 3.47-
A ey Ny 3.39(q,2H), 2.88(5 S, 3H), 2.17(s,3H), 2.07(s,3H)
1H-NMR(D6-DMSO): 7.04-7.01(m, 1H), 6.93-6.91(m, 1H),
.
[a-92 :ﬂ\ﬁjij?#jﬂ 6.12(51 S, 2H), 3.86-3.78(q,2H), 2.31(s,3H), 1.52(m, 1H), 0.88-
He g e 0.84(m,2H), 0.72-0.71(m,2H)
R TH-NMR(D6-DMSO): 7.10-7.07(m,2H), 3.87-3.79(q,2H),
1a-93 3.11(5 S, 6H), 2.34(s,3H), 1.69-1.68(m, 1H), 0.68-0.66(m,2H),

0.33(m,2H)
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HE
F IH-NMR(D6-DMSO): 7.10-7.07(m, 1H), 6.98-6.96(m, | H),
12-94 He “\>_<> 6.15(51 2, 2H), 3.88-3.81(q,2H), 3.12-3.08(m, 1H), 2.33(s,3H),
s N
" 2.37-1.71(m,6H)

TH-NMR(D6-DMSO): 8.69-8.67(m,2H), 7.92-7.91(m,2H),
1a-95 H,c@” 7.11(s,1H), 6.90(s,1H), 6.47(% 2, 2H), 3.89-3.81(q,2H),
E~ W

A NS 1232(s,3H), 2.02(s,3H)

F L
F N
12-96 F)S F;\lf @ logP(HCOOH)=4.37, logP(%= 24 )=4.37

o7 . iﬂF\(ﬁ ey, | TH-NMR(D6-DMSO): 8.20(bs, 1H), 7.48(d, 1H), 7.32-
= iﬁ\/s:@h 7.17(m,1H), 3.98(q,2H), 2.90-2.50( 5 &, 3H)
F Cl
cH, TH-NMR(D6-DMSO): 8.64-8.63(m, 1H), 8.35-8.33(m, 1 H), 7.98-
12-98 MG 5 7.93(m,1H), 7.58-7.54(m, 1H), 7.11(s,1H), 6.94(s,1H),

£ N =
P s H;JW} 6.41(% = ,2H), 3.89-3.82(q,2H), 2.33(s,3H), 2.03(s,3H)

g 1H-NMR(D6-DMSO): 7.09-7.02(m,2H), 6.22( 5l = ,2H), 4.40-
12-99 HE ”\>_<j 4.36(t,1H), 3.97-3.92(m, 1H), 3.88-3.80(q,2H), 3.76-3.72(m, 1H),
e M 2.33(s,3H), 2.23-2.16(m, L H), 2.06-1.98(m, 1 H),1.89-1.77(m,2H)
FF
1H-NMR(D6-DMSO): 7.25-7.21(m, 1H), 7.07-7.05(m, 1 H),
N Cl
Ia-100 Q \>_$ 6.83(m,1H), 6.65-6.63(m, 1H), 6.18(% &, 2H), 4.00-3.92(q,2H),
S H‘N
F;(F_ 1.55(m,2H), 1.26(m,2H)
1H-NMR(D6-DMSO): 8.69-8.67(m,2H), 7.91-7.89(m,2H), 7.32-
N
Ta-101 S h | 7.29(m,1H), 7.12-7.10(m, 1H), 6.98(s, 1H), 6.79-6.77(m, 1H),
s HN 7
F;{ 6.65(%1 5, 2H), 4.04-3.96(q,2H)
o, 1H-NMR(D6-DMSO): 7.24(s,1H), 6.79(s,1H), 5.95( &, 2H),
Ta-102 C‘QN 4.00-3.92(q,2H), 1.93(s,3H), 1.51(% =, 1H), 0.89-0.86(m,2H),
F A \>_<]
S H 0.73-0.70(m,2H)

[0741]
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A A ¢
72 24 golg
Hs
03 . Q 1H-NMR(D6-DMSO): 7.54(bs, 1H), 7.02(bs,1H), 4.11(q,2H),
a- 3
'; S HO.__~O |3.33(dd,2H), 2.96(s,3H), 2.08(dd,2H), 1.74(m,2H), 1.58(m,2H)
Cl |
1H-NMR(D6-DMSO): 9.12(s, 1H), 8.67-8.66(m, 1H), 8.31-
</ S | 8.29(m,1H), 7.50-7.46(m, 1H), 7.32-7.28(m,1H), 7.12-
Ia-104 \>—@,)
el 7.10(m, 1H), 6.99(s, 1H), 6.80-6.78(m, 1H), 6.66-6.59(% &, 2H),
L 4.04-3.96(q, 2H)
\ 1H-NMR(D6-DMSO): 7.33(bs, 1H), 7.20(bs, 1H), 3.92(q,2H),
-
a- . ™ | 3.66(bs,2H), 3.34(m,2H), 3.13(bs,3H), 2.33(bs,3H), 2.16(bs,3H),
Ia-105 Js I
5
D[ 2.02-1.95(m,2H)
H,C CH,
CH,
F ne— 1H-NMR(D6-DMSO): 7.05(m, 1H), 6.88(m, 1H), 3.75(q,2H),
106 PP e ( ): 7.05(m,1H), 6.88(m, 1H), 3.75(q,2H)
j@ T | 2.98(3H), 2.87(s,3H), 2.33(5,3H), 1.83(m,2H), 0.95-0.93(m,7H)
HC F 1 3
1H-NMR(D6-DMSO): 8.94-8.93(m, [H), 8.41-8.34(m,2H), 7.82-
N .
[a-107 SQ 1 r) o | 7.80(m,1H), 7.63-7.61(m, 1H), 7.32-7.28(m, 1H), 6.99(s, 1H),
HN
F?{: 6.68-6.65(% &, 2H), 4.00(q,2H)
F IH-NMR(D6-DMSO): 7.15-7.09(m,2H), 3.89-3.81(q,2H),
Ta-108 " N [261(n,1H), 2.33(s,3H), 1.45(m,1H), 0.84-0.80(m,3H), 0.69-
v ”“\> 0.61(m,4H), 0.50(m,2H)
FF
g FoocH,
i P, IH-NMR(D6-DMSO): 7.48(d, 1H), 7.15(d, 1 H), 4.00(q,2H),
Ta-109 F*/S | :
r :@“ 2.98(s,6H)
F Cl
f 1H-NMR(D6-DMSO): 7.18(d, 1H), 7.04-6.97(m,2H), 3.83(q,2H),
Ia-110 bt N\M 3.15(m,2H), 2.31(s,3H), 1.35(m, 1H), 0.99(t,3H), 0.79-
e ™ |0.77(m2H), 0.60-0.57(m,2H)
FF
. F 7 17 | IH-NMR(D6-DMSO): 7.40(% & ,2H), 7.18-7.15(m, 1H), 7.07-
la-111 S s Nﬁ)%F
F Di TF 7.05(m, 1H), 3.93-3.85(q,2H), 2.35(s,3H)
HL F 4
[0742] _
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AA] &
T= 24 dolg
Lik-d
o F 1H-NMR(D6-DMSO): 7.14-7.12(m, 1H), 7.06-7.04(m, 1 H),
Ta-112 ks N 5
I:[ T 6.75(51 2, 2H), 4.18(s,2H), 3.90-3.82(q,2H), 2.34(s,3H)
HC Fo2
Q 1H-NMR(D6-DMSO): 8.15(s, 1H), 7.33(bs, 1H), 7.21(d,1H),
Ia-113 Fj\,s ™, 3.94(q,2H), 3.49(% S, 2H), 3.19(% &, 3H), 2.34(s,3H), 2.24-
F
) iji Ho._-0 | 2.06(m,S5H), 1.78(3 &, 2H), 1.61(5 &, 2H)
3 3
1H-NMR(D6-DMSO): 8.44-8.42(m, 1H), 8.31-8.30(m, 1 H), 7.60-
Qn\ N 7.58(m,1H), 7.32-7.29(m, 1H), 6.96-6.92(m,1H), 6.79-
la-114
2 . 7(_5 Hzc-u?_@ 6.77(m,1H), 6.60-6.59(m, 1H), 6.41-6.38(m, 1H), 3.79-3.71(q,2H),
CH,
FF 3.00(% & ,3H); 2.92(5 &, 3H)
F Fo | IH-NMR(D6-DMSO): 7.36-7.28( 52, 2H), 7.17-7.15(m, 1H),
Ia-115 Eﬁ\/s ”%F ( ) (EH ) ( )
]@[ T 7.09-7.06(s, 1H), 3.94-3.86(q,2H), 2.34(s,3H)
HC S
£ F
:>‘\ \©\(NH' 1H-NMR(D6-DMSO): 8.04-8.01(m,2H), 7.29-7.25(m,2H), 7.14-
la-116 .
SQN 7.09(m,2H), 6.61(5 S, 2H), 3.87(q,2H), 2.36(s,3H)
HC F
F 1H-NMR(D6-DMSO): 9.45-9.44(m, 1H), 8.83-8.82(m,1H), 8.72-
Ta-117 “fcf y”»_(—\—} 8.71(m,1H), 7.20-7.16(m,2H), 6.98-6.92(% <, 2H), 3.93-3.85(q,
S
AN 2H), 2.37(s,3H)
F F
-
- QN gy 1H-NMR(D6-DMSO): 7.11-7.08(m, 1H), 7.01-6.99(m, 1 H),
la-118 : 2
g H“Fé 6.26(% 2 ,2H), 3.90-3.82(q,2H), 2.32(s,3H), 1.66-1.56(m,4H)
= O
FF
M o 1H-NMR(D6-DMSO): 7.77-7.75(m,2H), 7.36-7.34(m,2H),
la-119 F Nech, 6.83(d,1H), 6.74(d,1H), 3.57(q,2H), 3.10(% =, 3H),

2.73(51%,3H), 2.17(s,3H)
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S
-
. 1H-NMR(D6-DMSO): 7.35-7.29(m, 1H), 7.12-7.07(m, | H), 7.02-
Ta-120 o : Y, | 7.01(m,1H), 7.00-6.93(m, 1H), 6.84-6.78(m,2H), 3.60(q,2H),
Fﬁ\/sﬁ“ 3.07(5 - ,3H), 2.73(5 <, 3H), 2.17(s,3H)
H.C F
Fi F
. F)S P, 1H-NMR(D6-DMSO): 7.76(s,1H), 7.48-7.33(% &, 2H),
a- |
S ]@[N 7.13(s,1H), 4.20-4.12(m,2H)
Br Cl
CH,
. H;GN ] IH-NMR(D6-DMSO): 7.09(s, 1H), 6.90( 5] &, 2H), 6.84(s, 1H),
= A\
g Hﬁ C 13.90-3.82(q,2H), 2.31(s,3H), 1.99(s, 3H)
FF F
Cl
s CION o 1H-NMR(D6-DMSO): 7.56(s,1H), 7.04(s, 1H), 6.53(% -, 2H),
& A\
e 4.13-4.05(q,2H), 1.62-1.59(m,2H), 1.31-1.28(m,2H)
FF
Fe  oF
i F)S FN NH, 1H-NMR(D6-DMSO0): 7.78(s,1H), 7.57-7.33( 5 &, 1H),
a- |
Smr‘ 7.12(s,1H), 4.19-4.11(2H)
Cl Br
Cl
. | 1H-NMR(D6-DMSO): 7.63(s, 1H), 7.09(s, 1 H), 7.02-
Ta-125 ¢ R
A 6.97(51S,2H), 6.34(1, 1H), 4.16-4.09(q,2H)
FF
-
1H-NMR(D6-DMSO): 7.40-7.39(m, 1H), 7.33-7.27(m, 1 H), 7.16-
Ia-126 E | en [ 7.11(m,1H), 7.02-6.97(m,2H), 6.87-6.82(t,2H), 3.64-3.56(q,2H),
FS\/SIZN 2.87-2.86(m,3H), 2.21(s,3H)
H.C F
. £ 1H-NMR(D6-DMSO): 7.10(s,1H), 7.05( 51 &, 2H), 6.84(s, 1H),
a- HC N
- ;j} V< Le 13.90-3.82(q.2H), 2.31(5,3H), 1.96(s,3H)
S HN  FF
[0744] i
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HE
F e, 1H-NMR(D6-DMSO): 7.19-7.16(m,2H), 7.13-7.08(m,2H),
Ta-128 Y ©\|r” o, |6.82(d,1H), 6.72(d, 1H), 3.58(q,2H), 3.01(% &, 3H),
S N
F ]i:[ 2.72(51S 3H), 2.17(s 3H)
HC F
Fe . oy
N
Ta-129 F)/\S F;T @\ 1ogP(HCOOH)=4.2, logP(5 7] )=4.2
L 7%
H.C F CHa
o 1H-NMR(D6-DMSO): 9.33(m, 1H), 9.01-9.00(m, 1 H), 8.28-
Ia-130 °‘O“\ NS\ | 8.27(m, 1H), 7.66(s, 1H), 7.21(s,1H), 7.12-7.00(5 <, 2H), 4.16-
S HN \ 4
e~ 4.08(q,2H)
FF
s -, 1H-NMR(D6-DMSO0): 7.77-7.75(m,2H), 7.36-7.34(m,2H),
o,
Ia-131 Fiv o, 6.83(d,1H), 6.74(d,1H), 3.58(q,2H), 3.10( 5 <, 3H)
S N
F j::{ 27005 %, 3H), 2.17(s,3H)
H,C F
N\\
\jL 1H-NMR(D6-DMSO): 7.11-7.10(m, 1H), 7.07-7.01(m, 1 H),
la-132 £
§>L,sji:lw/ NH. | 6.49(%]S,2H), 3.88-3.83(q,2H), 3.65(s,2H), 2.33(s,3H)
H,C F
£ FCH,
. Fﬁ\(N ol 1H-NMR(D6-DMSO, 400 MHz): 7.58(d,1H), 7.18(d, 1H),
la-133 el s e
r :I:j: 4.06(q,2H), 3.01(s,6H)
Br F
O 1H-NMR(D6-DMSO): 8.66-8.65(m, 1H), 8.32-8.30(m, | H), 8.00-
Ta-134 “ x{i 7.95(m,1H), 7.64(s,1H), 7.60-7.57(m,1H), 7.20(s,1H),
s i N/ 30
e - 6.95(%1 &, 2H), 4.16-4.08(m,2H)
PR
Cl
o . IH-NMR(D6-DMSO): 8.95(5 <&, 1H), 8.38-8.32(m, 1H),
[a-135 %Cym
S own 7.64(m,2H), 7.19(s, 1H), 6.94( 5} -, 2H), 4.15-4.08(q,2H)
A
FF
cH TH-NMR(D6-DMSO): 8.47-8.45(m, 1H), 8.35(s,1H), 7.56-
Ia-136 7.54(m, 1H), 7.39-7.38(m, 1 H), 7.31-7.27(m, 1H), 7.15(s,1H)

6.54(% =, 1H), 3.71-3.64(q,2H), 2.89-2.88(d,3H), 2.08(s,3H),
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[0746]

A A o
& 7z 24 dols)
H3E
H.C ~ CH
= 1H-NMR(D6-DMSO): 7.20-7.16(m,2H), 4.79(q,2H), 3.83(q,2H),
Ia-138 F Sm/“l\ ( ) ( ) (q,2H) (9,2H)
i%si : :n A | 2.35(s,3H), 2.10(s.3H), 2.03(s,3H)
H.C F
o IH-NMR(D6-DMSO0): 7.52(s, 1H), 6.98(s,1H), 6.24-
[a-139 “ N | 615(8E 2H), 4.11-4.03(q2H), 1.51(m,1H), 0.92-0.88(m.2H),
S
e 0.76-0.71(m,2H)
FF
Cl
4o . . To | 1HNMR(D6-DMSO): 7.58(s,1H), 6.95(s,1H), 6.70( 5 &, 2H),
2 N
A a 4.07-4.00(m,2H), 2.17-2.14(m, 1H), 1.95-1.93(m, 1H)
=
FF
o IH-NMR(D6-DMSO0): 9.13(m, 1H), 8.69(m, 1H), 8.32(m, 1H),
Ta-141 o i\ — 7.64(s,1H), 7.49(m,1H), 7.18(s,1H), 6.89(%1-S-,2H), 4.16-
v/
e MY a0scde.2H)
FF
F
y F Q/j(””l X Z 2\
Ta-143 S e Y 1ogP(HCOOH)=1.37, logP(%*)=3.25
H{): : :F
-
F QYH 1H-NMR(D6-DMSO): 7.34-7.33(m, 1H), 7.23-7.20(m,2H), 7.12-
Ta-144 FS\S I 6K, 7.07(m,2H), 6.85(d,1H), 6.77(d,1H), 3.58(q,2H), 2.86-
:@ 2.85(m,3H), 2.21(s,3H)
HC F
F 1H-NMR(D6-DMSO): 7.09-7.07(m, 1H), 6.99-6.98(m, 1 H),
[a-145 Mt \ 6.72(51S , 1H), 3.85-3.79(m,4H), 2.33(s,3H), 1.41(5S, 1H),
S HN | 32
e \Le | 0.85-0.83(m,2H), 0.68-0.65(m,2H)
£ F 1
ol 1H-NMR(D6-DMSO): 8.50-8.49(m, 1H), 8.41(s,1H),
Ta-146 77109, 1H), 7.50-7.58(m, 1H), 7.52-7.48(m, 1H), 7.34-

7.30(m, 1H), 6.95(% &, 1H), 3.96-3.88(q,2H), 2.92-2.90(d,3H)
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[0747]

AR 4
i Tz £ dolg
F on, 1H-NMR(D6-DMSO): 7.36-7.30(m, 1H), 7.17-7.08(m,3H),
la-147 I I o, |6.83(d,1H), 6.73(d,1H), 3.55(q,2H), 3.13(¥ &, 3H),
: ]::[ 2.76(51 € ,3H), 2.17(s,3H)
H.C F
F . | THNMR(D6-DMSO): 8.46-8.45(m,1H), 8.03(s,1H), 7.64-
Ta-148 e s g § ’wc, 7.63(q, 1H), 6.90-6.94(m,2H), 3.72-3.64(q,2H), 2.89(d,3H),
R TN 1220(s30)
FF
Cl
5.ikG Cj\(j”f 1H-NMR(D6-DMSO0): 7.00(m, 1H), 6.94-6.91(d,1H), 6.86-
a- F “CH,
Ss b7 | 6.84(m,2H), 3.68(q,2H), 2.97(s,6H), 2.23(s,3H)
Hsc:©iF
F 1H-NMR(D6-DMSO): 8.24-8.23(m, 1H), 7.76(% &, 1H), 7.66-
H.C N — - il =
150 . \>—<\__>.C| 7.63(m, 1H), 7.45-7.43(m, 1H), 6.90-6.87(m,2H), 6.03
sl H? N 5.97(m,1H), 5.32-5.28(m, 1H), 5.16-5.13(m,1H), 4.02(% &, 2H),
0 - 3.72-3.64(q,2H), 2.22(s,3H)
o )” 1H-NMR(D6-DMSO): 8.90(m, 1H), 8.67(m,2H), 7.89-
[a-151 s o™ 7.88(m,1H), 7.67-7.66(m,1H), 7.46-7.45(m,1H), 7.22-
HN
R FL 7.19(m,1H), 3.89-3.73(m,4H), 2.30(s,3H), 1.38-1.35(t,3H)
ol 1H-NMR(D6-DMSO): 8.25-8.20(m,2H), 7.73(5 &, 1H), 7.66-
Cl N
Ta-152 N/ 7.61(m,1H), 7.48-7.46(m,1H), 6.94( 5} =, 1H), 3.97-3.89(q,2H),
- o, 2.91-2.90(d,3H)
FF
Cl
c N 1H-NMR(D6-DMSO): 8.58(t, 1H), 7.60(m, 1H), 7.10(m, 1 H),
Ia-153 Py
s 4.10-3.87(m,4H), 1.38(m, 1H), 0.88(m,2H), 0.71(m,2H)
F7(_ \€F
FF LF
1ss . . ‘ . | THNMR(D6-DMSO): 7.96(bs,1H), 7.48(d,1H), 7.33(bs,2H),
X

6.51(d,1H), 3.90-3.70(m,2H)
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[0748]

AN
B 2z 24 oy
H3
Cl
& . 1H-NMR(D6-DMSO): 7.54(s,1H), 6.98(s, | H), 6.10(5 <, 2H),
Ia-156 y{}
§ oy 4.10-4.02(q,2H), 2.14(m, 1H), 1.84-1.15(m,10H)
O
FF
f 1H-NMR(D6-DMSO): 8.21-8.18(m, 1H), 7.65-7.58(m,2H), 7.43-
Ta-158 ) c:@'%}_m 7.41(m,1H), 6.90-6.87(m,2H), 3.73-3.66(q,2H), 2.22(s,3H),
F?(F_ HNb 2.92(m,1H), 0.74-0.67(m,2H), 0.60-0.56(m,2H)
Vi
- 1H-NMR(D6-DMSO): 8.84(m, 1H), 8.21-8.19(m, 1H), 8.02-
Ia-159 \_/ 8.00(m, 1H), 7.61-7.59(m, 1H), 7.29-7.26(m,2H), 3.76-3.69(q,2H),
k V7
E>L\/5:©in L 2.84(%1,3H), 2.30(s,3H)
HC F
=F F
" 1H-NMR(D6-DMSO): 8.57(m, 1H), 7.96-7.94(m, 1H), 7.86-
Ia-160 \_/ 7.84(m,1H), 6.91-6.88(m,2H), 3.65-3.57(q,2H), 3.15(% <, 3H),
F .CH,
Eﬂvs:@n/ L. [2800H%3H), 2.18(3H)
HC F
TH-NMR(D6-DMSO): 7.08-7.05(m, 1 H), 6.98(m, [H),
.
Ia-161 s Dirdﬁ/@ 620051, 2H), 3.87-3.79(q,2H), 2.33(s,3H), 2.30(m, 1H), 1.84-
He g Nz 1.52(m,8H)
o, 1H-NMR(D6-DMSO): 6.88(d,1H), 6.70-6.69(m, | H), 6.63(d, 1H),
Ta-162 iiv, e 5.91-5.89(m,2H), 3.58(q,2H), 3.39(s,3H), 3.05(% S, 3H),
S N
F 2.77(5 & 3H), 2.21(s,3H)
HC F
F 1H-NMR(D6-DMSO): 7.05-6.99(m,2H), 6.24(%5 &, 1H), 3.86-
Ia-163 g \ 3.78(q,2H), 2.65-2.64(d,3H), 2.31(s,3H) 1.35(m, 1H), 0.79-
S g
e " 0.75(m,2H), 0.62-0.57(m,2H)
FF
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[0749]

6.54(51 < ,2H), 4.14-4.07(q,2H), 3.67(s,2H)

A A ¢
s 7z 24 gelg
CH,
CK) CH,
[a-165 e O\rr‘m' logP(HCOOH)=1.68, logP(%41)=3.49
Fﬂ\/s N
HECmF
J=o o, 1H-NMR(D6-DMSO): 7.68(m, 1H), 6.91(d, 1H), 6.75(d, 1H),
= N
Ia-166 Fﬁ\/s i et 6.42-6.41(m,1H), 6.25-6.24(m,1H), 3.69(q,2H), 2.94(s,6H),
L 224(s3H)
H.C F
cH, 1H-NMR(D6-DMSO): 8.42-8.40(m, 1H), 8.29(m, 1H), 7.59-
la-167 ne ‘QN\ — | 7.56(m,1H), 7.30-7.27(m, 1H), 6.83(s,1H) 2.04(s,3H), 6.42(s, 1H),
F)‘\/S Hc—u>_{> 30
F el S 12.13(s3H), 3.51-3.43(q,2H), 2.92(8 &, 6H)
Cl
O 1H-NMR(D6-DMSO): 8.35-8.33(m, 1H), 7.76(m, 1H), 7.54-
[a-168 ) { 7.52(m, 1H), 7.25(m, 1H), 7.07(m,2H), 3.74(q,2H), 3.07(d,3H),
Vi
FX/SDi“ N |227(s,3H)
H.C F
F 1H-NMR(D6-DMSO): 7.05-7.02(m, 1H), 6.93-6.91(m, 1 H),
[a-169 e ”\>_<:> 5.90(%12 | 2H), 3.85-3.77(q,2H), 2.3(s,3H), 2.16-2.10(m, 1H),
" 1.83-1.15(m, 10H)
FF
Fe F IH-NMR(D6-DMSO): 8.73(%l &, 1H), 7.32-7.25(% =, SH),
)3 Fxrn
Ta-171 NS 7.08-7.05(m, 1H), 6.96-6.94(m, 1H), 4.48(% &, 2H) 3.78(q,2H),
HZCD[F 232(s,3H)
Cl
. . 1H-NMR(D6-DMSO): 8.70(m,2H), 7.90-7.87(m,2H),
la-172 \>_<jN 56
i \ /' |7.64(m,1H), 7.18(s,1H), 6.94( S, 2H), 4.15-4.08(q,2H)
.
FF
Cl
173 c‘{}n 1H-NMR(D6-DMSO): 7.60(s, 1H), 7.06(s, 1H), 6.63-
= W
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AN A
ok T= 4 dolg
Eik-2
o] E -
1S i SYNJLF IH-NMR(D6-DMSO0): 7.27(d,1H), 7.21(d, 1H), 4.58(q,2H),
- |
;ﬂ\/s:@u 4.24(s,2H), 3.87(q,2H), 2.39(s,3H)
H.C F
o H-NMR(D6-DMSO0): 7.31-7.29(m,2H), 7.14-7.08(m,3H),
Ia-176 HC N .89(s,1H), 6.36(s,1H), 3.41-3.33(q,2H), 2.85( w ,3H),
. | 6.89(s,1H), 6.36(s,1H), 3.41-3.33(q,2H), 2.85(51 &, 3H
Cl
b O HEC_H@ 2.18(s,3H), 2.07(s,3H)
2 o | IH-NMR(D6-DMSO): 7.59-7.58(m, 1H), 7.43(s,1H), 7.40-
Ia-177 “ ”\>_© 7.27(m,3H), 7.08-7.06(m, 1 H), 6.88(s, 1H), 3.90-3.82(q,2H), 2.88-
e " 2.87(d,3H)
FF
. —cr, | TH-NMR(D6-DMSO): 7.73(m,1H), 7.03-6.93(m,3H), 6.19-
Ta-178 i 'MJ 5.87(m,3H), 3.80-3.71(m,3H), 2.32(s,3H), 1.80-1.78(d,3H),
S
N 1.48(m,2H), 1.03-1.02(d,3H), 0.81(t,3H)
F ik HC CH,
v LD
) )S B IH-NMR(D6-DMSO0): 7.07-7.04(m,2H), 3.80(q,2H),
[a-180
S]@N 3.18(H & ,4H), 2.33(s,3H), 1.84( % & ,4H)
H.C F
F
. ) IH-NMR(D6-DMSO0): 7.76(m, 1H), 7.65-7.64(m, 1H), 7.15-
Ta-181 Y .,
e and 7.08(m,3H), 6.68( <, 2H), 3.92-3.84(q,2H), 2.35(s,3H)
=
FF
/ S CllH
AN, IH-NMR(D6-DMSO0): 7.59-7.56(m, 1H), 6.98-6.95(m,2H),
la-182 Fh - s
FJ\/SQN 6.87(d, 1H), 6.77(d, 1H), 3.63(q,2H), 2.96(s,6H), 2.20(s,3H)
HL P
TH-NMR(D6-DMSO0): 8.46-8.45(m, 1H), 8.36(s,1H), 7.57-
s QN\ | 7.55(m,1H), 7.33-7.27(m,2H), 7.01-6.97(m, 1H), 6.84-
a- \
S HN - s -
e o 6.82(m, 1H), 6.64(s,1H), 6.44-6.42(m, 1H), 3.79-3.71(q,2H), 2.87
FE 2.86(d,3H)
[0750]
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[0751]

2 A] ¢
sk Sk 4 dolg
H3
%F Fj\’“ 1H-NMR(D6-DMSO): 8.48( %+, 1H), 7.11-7.01(m,2H),
la-184 F d Fh Tl 4.90(51 5, 1H), 3.79(q,2H), 3.50(5 =, 2H), 3.18(5l & ,2H),
MIIF 2.34(s,3H)
CH,
5o 1H-NMR(D6-DMSO): 7.25-7.21(m, 1H), 6.96-6.90(m,2H), 6.84-
Ia-185 i QHHE 6.81(m,2H), 6.60(d,1H), 3.73(s,3H), 3.50-3.37(m,2H),
Fﬂ»fr:fl 3.10(5 2, 3H), 2.69(5 &, 3H), 2.17(s,3H)
H,C F
oHs
O\O\(?HE 1H-NMR(D6-DMSO): 7.06-7.02(m,2H), 6.84-6.80(m,3H),
Ia-186 N,
gL/S % [6.70(d,1H), 3.68(s,3H), 3.54(q,2H), 2.91(% <, 6H), 2.17(s,3H)
.
HECI:EF
ﬁf 1H-NMR(D6-DMSO0): 7.14(s,1H), 7.00(s,1H), 3.92(s,2H),
la-187 Fj\/ S}(”ﬂ 3.82(q,2H), 2.71(Z 54, 1H), 2.33(s,3H), 2.06(s,3H), 1.00-
S N
¥ 0.90(m,4H)
HC CH,
° ke
o 188 {;f\)k 1H-NMR(D6-DMSO): 7.28-7.25(m,2H), 6.32(tt,1H), 4.21-
a- & ]
;>Kvsj::[N 4.12(m,4H), 3.87(q,2H), 2.38(s,3H)
H.C F
F
N
— @/ ‘JQ 1H-NMR(D6-DMSO) 7.09-7.01(m,2H), 4.24(q,2H), 3.85(q,2H),
a- H.C
d’ F 3.49(t,2H), 2.33(t,3H), 2.32(s,3H), 1.98-1.90(m,2H)
£ F
F/EF
VAR
N _ N
HG Nj}J 1H-NMR(D6-DMSO): 9.49(m,1H), 8.81(m,1H), 8.71(m,1H),
NH.
Ia-190 Q : 7.13(s,1H), 6.98(s,1H), 6.53( 5] 2, 2H), 3.86(q,2H), 2.33(s,3H),
H,C

2.06(s,3H)
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[0752]

AN A
= 7z 24 ol
W3
(PJ - | IH-NMR(D6-DMSOY: 8.15(d,2H), 7.72(d,2H), 7.14(d,2H), 3.95-
Ia-191 i | F
F>Lvﬁ:[:1f L |3.85(m,2x2H), 2.54(m,2H), 2.34(s,3H), 2.04(m,2H)
HL F
~ 5
1o i Sjﬂ\)KF |H-NMR(D6-DMSO0): 7.67(d,1H), 7.36(d, 1H), 4.59(q,2H),
s : | 427(s,2H), 4.06(q,2H)
Cl F
F IH-NMR(D6-DMSO): 7.30-7.25(m,3H), 7.13-7.11(m,2H), 6.81-
103 H,cgrw»_@ 6.78(m, 1H), 6.73-6.71(m, 1H), 3.54(q,2H), 3.08(%1 &, 3H),
S HC-N b
A % 2.75(% %, 3H), 2.16(s,3H)
FF
~
tos F SY,,\%F IH-NMR(D6-DMSO): 7.51(d, 1H), 7.19(d, 1H), 6.85(dd, 1 H),
;>K/s : N 4.57(q,2H), 4.21(s,2H), 4.12(q,2H)
Cl
~ 5
o ) Swﬁx)<r 1H-NMR(D6-DMSO0): 7.27(d, 1H), 7.09(d, 1H), 6.79(dd, | H),
el s I 4.57(q,2H), 4.18(s,2H), 3.94(q,2H), 2.35(s,3H)
HEC: :
[o]
In! IH-NMR(D6-DMSO): 7.76(s, 1H), 7.35(s, 1 H), 4.13(q,2H),
[a-196 F PR ot
ol s : { 4.02(s,2H), 2.71(2 5, 1H), 1.02-0.94(m,4H)
Cl Cl
~
|H-NMR(D6-DMSO0): 7.25-7.20(m,2H), 3.98(s,2H), 3.87(q,2H
S . SYN\Q (D6-DMSO): 7.25-7.20(m,2H), 3.98(s,2H), 3.87(q,2H),
el s A 2.74-2.60(m, 1 H), 2.40(s,3H), 1.00-0.87(m,4H)
HC F
Cl N:?
o 1H-NMR(D6-DMSO): 9.30(% S, 1H), 7.85(s,1H), 7.75(s, 1H),
Ta-198 O
Cl
S

4.21(q,2H), 2.87(s,3H), 1.20(m,2H), 1.05(m,2H)
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[0753]

A A ¢
% T= 4 dolg
R\
oW 1H-NMR(D6-DMSO): 8.47-8.46(m, 1H), 8.37-8.36(m, L H), 7.66-
1a-199 Q e o 7.63(m, 1H), 7.37(s,1H), 7.35-7.31(m, 1H), 6.92(s,1H),
Y 3.92(q,2H), 3.08(% S, 3H), 2.85(% <, 3H)
S
r j/A 1H-NMR(D6-DMSO): 8.87(s,1H), 8.38(m,1H), 7.04-7.02(m, | H),
200 . J:j N 6.94(s,1H), 6.33(51 S, 1H), 3.79(q,2H), 3.63-3.58(m,2H),
a-. g
s | N 3.23(t,2H), 2.31(s,3H), 1.34(m, 1H), 0.76-0.72(m,2H), 0.60-
MFEF oyt 5 FE 0.55(m,2H)
FF | IH-NMR(D6-DMSO): 7.10-7.05(m,2H), 5.14-5.06(m, 1 H),
N F
[a-201 . ﬁ\/s %\ ﬁ( 3.89-3.81(q,2H), 3.51-3.49(m,2H), 2.32(s,3H), 2.30-2.28(m,2H),
F j@[ 1.98-1.89(m,2H), 1.38-1.36(% <, 3H)
H.C F
&
cl N= F
Q o O IH-NMR(D6-DMSO0): 7.59(s, 1H), 7.05(s,1H), 4.10(q,2H),
1a-202 ~
o’ Y 3.70(s,2H), 3.08( %1 2, 6H)
by
FEF
203 5\(ﬁ IH-NMR(D6-DMSO0): 7.66(d, 1H) 7.55-7.41(m,4H), 6.87-
a_
] ;\/s T "eon, | 6.83(m,2H), 3.56(q,2H), 2.89(d,3H), 2.19(s,3H)
X
HEC:©:F
N IH-NMR(D6-DMSO0): 7.42(d, 1H), 7.26(5 -, 2H), 7.05(d, 1H),
[a-204 F T

6.75-6.72(m, 1 H), 4.13(q,2H)
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[0754]

A4 "
_ T= 4 dglolg
HE
Cl N ;
“N-ch, 1H-NMR(D6-DMSO): 7.35(s,1H), 7.31-7.27(m,3H), 7.18-
[a-205 HC
o 7.16(m,2H), 6.81(s,1H), 3.82(q,2H), 3.10(X <, 3H), 2.82(d,3H)
S
.
FF
.
e ) 1H-NMR(D6-DMSO): 7.09-7.06(m, 1H), 7.01-6.99(m, 1 H), 6.47-
1a-206 s HNM 6.44(m,1H), 3.85(q,2H), 2.65-2.59(m,2H), 2.33(s,3H),
FA chm 1.41(m,1H), 1.27(d,3H), 0.96-0.61(m,4H)
F F
Cl N
‘;_cﬁ[ 1H-NMR(D6-DMSO): 7.45-6.76(m,6H), 3.86(q,2H),
Ia-207 HE
. 3.17(5 8, 3H), 2.73(5 S, 3H)
S
S
FF
N//_\\N
cl . =
ik, 1H-NMR(D6-DMSO): 9.45(s, 1H), 8.84(m,1H), 8.74-8.73(m, 1 H),
1a-208
" 7.66(s,1H), 7.23(s,1H), 7.03( % <, 2H), 4.12(q,2H)
S
Cl
C_QN 1H-NMR(D6-DMSO0): 7.61(% &, 1H), 7.11(5 5, 1H),
1a-209 >
SO 6.20(5 S, 2H), 4.10(q,2H), 3.14(m, 1H), 2.32-1.78(m,6H)
= O
FF
Cl el
Cl
m“J'
a2 10 ﬁ? NH, 1H-NMR(D6-DMSO): 7.65(s,1H), 7.15( 51 S, 2H), 7.10(s, 1H),
4
Cl

4.15(q,2H)
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[0755]

2 A] ¢
i T 24 dolg
A3
Cl
O 1H-NMR(D6-DMSO): 7.39-7.35(m,3H), 7.21-7.19(m,2H),
Ta-211
¢ g Md*@ " | 6.85(s,1H), 3.86(q,2H), 3.07( 5 S, 3H), 2.79(5 =, 3H)
=4
1H-NMR(D6-DMSO): 7.63(d,1H), 7.54-7.46(m,2H), 7.42(d,1H),
[a-212 6.83-6.78(m,2H), 3.56(q,2H), 3.11(5 & ,3H), 2.76(5 <, 3H),
Fﬁvsj@[ 2.16(s,3H)
Fe Fe o
NH, 1H-NMR(D6-DMSO0): 7.20(d,1H), 7.10( 5 <, 2H), 6.96(d, 1 H),
ao13 FJgs FKIN( ( ): 7.20(d,1H), 7.10( 5 ). 6.96(d, 1H)
]@f 6.69-6.67(m,1H), 3.97(q,2H), 2.31(s,3H)
HLC
NN
WG 1H-NMR(D6-DMSO): 8.56-8.55(m, 1H), 7.69-7.68(m,2H), 7.38-
NH
la-214 Q HC 7.22(m,3H), 6.93(s,1H), 3.48( 5 <, 2H), 2.77(5 =, 3H),
HC 2.22(s,3H), 2.06(s,3H)
8
FF
Cl
NH, 1H-NMR(D6-DMSO): 7.99(d,2H), 7.51(d,2H), 7.14-7.09(m,2H),
[a-215 R :
a Fﬂ\/s r‘l uvie
& :©: 6.65(% = ,2H), 3.87(q,2H), 2.35(s,3H)
H.C F
£
A N:(_QF
Q ML IH-NMR(D6-DMSO): 7.10-7.07(m, 1H), 6.94-6.92(m, 1 H),
a-216 :
ne' 3.83(q,2H), 3.52(q,2H), 3.04( 5 <, 6H), 2.32(s,3H)
.
bir UF o
f. 1H-NMR(D6-DMSO): 8.05(% <, 1H), 7.32(d,1H),
la-217 F)SS A, "

et

7.03(% 5, 1H), 6.65( % +, 1H), 4.09(q,2H), 2.70( 5} &, 3H)
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[0756]

AA 4
Tz 4 oy
WE
Cl
78 GH 5 d vo d
ol ) B 1H-NMR(D6-DMSO0): 7.57(d, 1H), 7.49( &, 1H), 7.17(d, 1H),
s L 7.05-6.99(m,2H), 3.
H.C F
cl //N
a2l /(‘;(”\wﬁA 1H-NMR(D6-DMSO): 7.58(s,1H), 7.07(s,1H), 6.40( 5 <, 2H),
a- & NH,,
) 3.93(q,2H), 1.75-1.61(m,4H)
F/l;
F
A
T 1H-NMR(D6-DMSO): 8.49-8.47(m, 1H), 8.39(m, 1H), 7.65(t,1H),
NH
1a-220 QCJ 7.59-7.57(m,1H), 7.42(s,1H), 7.37-7.29(m,1H), 6.90(s,1H),
o 3.90(q,2H), 3.43-3.38(m,2H), 1.23(t,3H)
b
F 1H-NMR(D6-DMSO0): 7.36-7.34(m,2H), 7.20-7.18(m,2H), 6.87-
Ia-221 H;CG’@CI 6.84(m,1H), 6.82-6.80(m, 1 H), 3.66-3.58(m,8H), 3.30( %+, 2H),
S N
e b 2.19(s,3H)
FF o
oo 1H-NMR(D6-DMSO): 7.10(d,1H), 6.89(%1 -, 1H), 6.55(d, 1H)
N, = 7 sl 5 , O. T, , 0. N B
1a-222 F)SS Fﬁ/ .
Df 3.93(q,2H), 2.87(% =, 6H), 2.29(s,3H)
HC
o
OGNQY 1H-NMR(D6-DMSO0): 8.30(d,2H), 8.21(d,2H), 7.17-7.13(m,2H),
[a-223 NH,
s I 6.89(5 &, 2H), 3.89(q.2H), 2.37(s,3H)
HZCj : :F
7
BE e 1H-NMR(D6-DMSO): 8.43-8.42(m, 1H), 8.31(m, 1H), 7.52-
NH
1a-224 QCJ 7.50(m,1H), 7.27-7.20(m,2H), 6.89(s,1H), 6.39(s,1H), 3.45-
HC

3.33(m,4H), 2.17(s,3H), 2.07(s,3H), 1.22(t,3H)
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[0757]

2 A o
ikl L% 4 dolH
Lik-d
-
. . 1H-NMR(D6-DMSO0): 7.07-7.04(m, 1H), 6.95-6.94(m, 1 H),
[a-225 A
& i ki 5.95(5 < ,2H), 3.82(q,2H), 2.32(s,3H), 1.14(d,6H)
] ;
FF
B F 1H-NMR(D6-DMSO): 7.90(%1 &, 1H), 7.09(d, 1H),
FK]J@W ( S0) W, 1H), 7.09(d, 1H)
Ta-226 d I 6.89(51+, 1H), 6.58( 5 =, 1H), 4.03(q,2H) 2.76( 5+, 3H),
%ﬁj 2.29(s,3H)
Cl
M
MG 1H-NMR(D6-DMSO): 8.15(m,1H), 7.68-7.65(m,1H), 7.42-
Ia-227 Q e o 7.40(m,1H), 6.86(s,1H), 6.45(s,1H), 3.52(q,2H), 2.92(5 &, 6H),
we” T\ 2.16(s,3H), 2.04(s,3H)
£
Lo ka N 4 IH-NMR(D6-DMSO): 7.05-6.95(m,2H), 6.26( -, 1H),
a-. S HN
gl 3.80(q,2H), 3.09-3.01(m,2H), 2.32(s,3H), 2.22-0.60(m, 15H)
FF
£
FE F
c! 1H-NMR(D6-DMSO): 8.32-8.27(m, 1H), 7.82( 5 <, 1H),
Cl N —
[a-229 ; HN\>_QC, 7.65(m,1H), 7.48-7.46(m,2H), 7.02( ¥ <, 1H), 3.97(q,2H),
e )> 2.83(m,1H), 0.69-0.61(m,4H)
FF
.
10230 " - 1H-NMR(D6-DMSO0): 7.40-7.23(m,4H), 6.89-6.86(m,1H), 6.81-
a-. A
s N> % > 6.79(m, 1H), 3.65-3.49(m,8H), 3.02-3.00(m,2H), 2.18(s,3H)
K ()
F F 0
Cl
HG ,P§:§ 1H-NMR(D6-DMSO0): 7.32-7.30(m,2H), 7.14-7.12(m,2H),
la-231 Q g 6.83(s, 1H), 6.39(s,1H), 3.44(q,2H), 2.89( % &, 6H), 2.15(s,3H),
H,C

2.04(s,3H)
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[0758]

A A ¢
T 24 dold
HE
Cl
P
e 1H-NMR(D6-DMSO): 8.14(m, 1H), 7.55-7.53(m, 1 H), 7.38-
Ta-232 Q <fNH 7.37(m,2H), 6.91(s,1H), 6.47(s,1H), 3.50(q,2H), 2.87(m, 1H),
he T\ 2.19(s,3H), 2.08(s,3H), 0.71(m,2H), 0.58(m,2H)
b
FF
.
R N={ FF
1233 Q o 1H-NMR(D6-DMSO): 7.26( +, 1H), 7.09-7.06(m,1H), 6.97-
y .
e T\ 6.95(m, 1H), 3.84(q,2H), 3.14(q,2H), 2.77(d,3H), 2.32(s,3H)
2,
SH 1H-NMR(D6-DMSO): 9.50-9.49(m, 1H), 8.83-8.82(m, 1 H),
[a-234 < § § /AN |8.72(s,1H), 7.37(s, 1H), 7.07(s,1H), 6.75( 5 &, 2H), 4.03(q,2H),
S HN }1—/)
A 2 2.08(s,3H)
FF
cl
N 1H-NMR(D6-DMSO): 8.88(s,1H), 8.39(m, | H), 7.54(s, | H),
[a-235 o i 7.05(s,1H), 6.53(51 S, 1H), 4.07(q,2H), 3.64-3.59(m,2H),
S N
/ﬁ | |+ [327(2H), 1.35-1.30(m,1H), 0.79-0.76(m,2H), 0.60-0.59(m,2H)
Fr cl I+
H.C
F 0,
: 1H-NMR(D6-DMSO): 6.96-6.92(m,4H), 3.75(q,2H), 3.73(s,3H),
e F?«S,QN | 3H() ) (m.4H), 3.75(q,2H), 3.73(s,3H)
F / . 8y
F?/<NH:
al N Cl
N\%\j/ 1H-NMR(D6-DMSO): 8.23-8.22(m, 1H), 7.73-7.70(m,1H), 7.49-
[a-237 N 7.47(m,1H), 7.42(s,1H), 6.95(s, 1H), 3.94(q,2H), 3.10(5 S, 3H),
/f 2.83(%<,3H)
FIF
F
- S _NH 1H-NMR(D6-DMSO): 7.78( 5 &, 1H), 7.12-7.07(m,2H), 3.83-
[a-238 . T

3.75(m,2H), 3.55(% &, 2H), 3.29(t,2H), 2.33(s,3H)
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[0759]

4.32(q,2H), 1.88(s,2H), 1.41-1.34(m, 1H), 0.83-0.67(m,4H)

2 A] ¢
=i = 24 dolg
HE
7\
He 1H-NMR(D6-DMSO): 8.46-8.45(m,2H), 7.19(5 2, 1H),
NH
1a-239 Q HC 7.11(m,2H), 6.90(s,1H), 6.42(5 2, 1H), 3.44(q,2H),
e S: 2.87(% &, 3H), 2.17(s,3H), 2.07(s,3H)
FEr
HiG ,,é: 1H-NMR(D6-DMSO): 7.28-7.22(m,3H), 7.10-7.08(m,2H),
N-CH,
[a-240 QH@‘ ' 6.81(s,1H), 6.37(s,1H), 3.36(q,2H), 2.90( A &, 6H), 2.13(s,3H),
H:C Si 2.05(s,3H)
FET
CH,
N 1H-NMR(D6-DMSO): 7.01(s,1H), 6.89(t,1H), 6.63(s,1H), 4.10-
la-241 HiE H;}/O 4.02(m,2H), 3.77(q,2H), 2.50(m, 1H), 2.29(s,3H), 1.92(s,3H),
S
] 7( Fﬁz 1.67-1.63(m,6H), 1.36-1.35(m,2H)
F F £ F
F
F o 1H-NMR(D6-DMSO): 7.65(d,2H), 7.38(d,2H), 6.84(d,1H),
[a-242 F ; "*\C'HE 6.73(d,1H), 3.53(q,2H), 3.11( 5 <, 3H), 2.73(5 &, 3H),
Fj\/sj@[“ 2.17(s,3H)
HC F
oY
N),~NH 1H-NMR(D6-DMSO): 7.65(s,1H), 7.20(s,1H), 7.03-7.01(m, 1H),
Ta-243
4.36(t,2H), 3.80(q,2H), 3.50( 5 = ,2H), 2.31(s,3H)
F S, F
N
CH, F
b o Q N 1H-NMR(D6-DMSO): 8.04(s,1H), 7.95(s,1H), 6.63(s,1H),
4e
cl N HC//
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SS=50dl 10-2000320

A A ¢
Tz £4 dlojH
ik
BUE
FC 1H-NMR(D6-DMSO): 7.68-7.60(m,2H), 7.54-7.49(m,1H),
.
[a-245 . | rL(;H 7.40(d,1H), 6.85(d,1H), 6.66(d,1H), 3.55-3.43(m,2H),
F
FS\/SI;[“ 3.12(5 =, 3H), 2.63(5 =, 3H), 2.17(s,3H)
H.C F
F
he . 1H-NMR(D6-DMSO): 7.09-7.04(m,2H), 6.40-6.39(m,1H), 4.60-
[a-247 ) o HN‘M 4.55(m,1H), 3.84(q,2H), 3.49-2.04(m,6H), 1.37-1.36(m, 1H),
F?F( Zj 0.86-0.83(m,2H), 0.65-0.61(m,2H)
0*°%
Cl
o 1H-NMR(D6-DMSO): 8.56-8.55(m,1H), 7.79-7.75(m,2H),
Ia-248 N/~
a-. A\
s HN@ 7.47(s,1H), 7.42-7.39(m,2H), 6.86(s, 1H), 3.89(q,2H), 2.81(d,3H)
.
FF
i N%? 1H-NMR(D6-DMSO): 7.74-7.72(m,1H), 7.50-7.48(m,1H),
Ta-249 g/ 6.61(s,1H), 4.08(q,2H), 2.44(s,3H), 1.91(s,3H), 1.46-1.40(m,1H),
K HC
e 3/7\ 0.82-0.68(m,4H)
F e
-
=
s F>‘\©\(H 1H-NMR(D6-DMSO): 7.64(d,2H), 7.46(d,1H), 7.39(d,2H),
a-. “CH,
:;\/s I Chs 6.88(d,1H), 7.76(d,1H), 3.53(q,2H), 2.89(d,3H), 2.20(s,3H),
HC F
F
H.C N
[a-251 : p—y logP(HCOOH)=2.23
e
FE \_QCR
0-CH
he " 1H-NMR(D6-DMSO0): 7.29-7.27(m,2H), 7.10-7.08(m,2H),
Ia-252 : 3
. M,Q‘@“C‘ 6.59(m,2H), 3.60(s,3H), 3.46(q,2H), 2.87(% <, 6H), 2.22(s,3H)
T e,
F B
[0760]
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[0761]

AA 4
Tz £4 dlolH
Eik-A
Cl
NYA 1H-NMR(D6-DMSO): 7.59(s, 1H), 7.14(s,1H), 6.85( 5=, 1H),
1a-253 cl H“]\ 6.20(tt, 1 H), 4.11(q,2H), 3.57-3.47(m,2H), 1.34(m,1H), 0.86-
S
/E FOOF 0.82(m,2H), 0.69-0.64(m,2H)
FTF
Cl
:/< 1H-NMR(D6-DMSO): 7.58(s, 1H), 7.27(5 S, 1H), 6.96(s, 1H),
Cl N
Ta-254 y HN\%O 4.14-4.02(m,4H), 2.46-2.44(m, 1H), 1.67-1.63(m,6H), 1.39-
F:{ . 1.38(m,2H)
FF
e 1H-NMR(D6-DMSO): 6.87(s,1H), 6.81(s,1H), 5.98(% 2, 2H),
Ta-255 ”EC‘Q”\> °<]‘ 3.72(q,2H), 3.69(s,3H), 2.37(s,3H), 1.57-1.54(m,2H), 1.27-
S H.N
A : 1.24(m,2H)
FF
Cl
. ) 1H-NMR(D6-DMSO): 7.58(s, 1H), 7.23(5 S, 1H), 7.04(s,1H),
Ta-256 $ HN\%O 6.23(tt,1H), 4.12(q,2H), 3.62-3.52(m,2H), 2.45-2.41(m, 1 H),
g=i T 1.68-1.60(m,6H), 1.39-1.37(m,2H)
.
CHEN 1H-NMR(D6-DMSO): 7.00(s,1H), 6.79(5l <, 1H), 6.68(s,1H),
la-257 HE H?/O 6.16(1t,1H), 3.78(q,2H), 3.57(m,2H), 2.49(m, 1H), 2.28(s,3H),
S
. ?C -y 1.93(s,3H), 1.68-1.61(m,6H), 1.35-1.34(m,2H)
Cl
o N IH-NMR(D6-DMSO): 7.56(s,1H), 7.05(s,1H), 6.32(5 -, 2H),
1a-258 \>_\
" ux’ oew, |4.09(q2H), 3.98-3.96(m,2H), 3.33(s,3H)
FF F
Cl
ci N 1H-NMR(D6-DMSO): 7.55(s,1H), 7.34(%l -, 1H), 6.99(s,1H),
1a-259 > "
. 7(—5 :*2 4.14-4.02(m,4H), 3.26-3.17(m, 1H), 2.12-1.56(m,6H)
FF F
FF
D-CH 1H-NMR(D6-DMSO): 9.30-9.29(m, 1 H), 8.97-8.96(m, 1 H), 8.26-
1a-260 b O'ml 8.25(m,1H), 7.01(s, 1H), 6.96(s,1H), 6.60( 5 <, 2H), 3.75(q,2H),
V
J N

3.73(s,3H), 2.42(s,3H)
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[0762]

A4
T= 4 dolH
Wi
N N:E? 1H-NMR(D6-DMSO): 7.22(t,1H), 7.06-7.03(m, 1H), 6.90-
[a-261 Q . 6.88(m,1H), 4.10-4.01(m,2H), 3.82(q,2H), 3.20-3.16(m, 1H),
We  § FF 2.32(s,3H), 2.11-2.06(m,2H), 1.79-1.59(m,4H)
- 1H-NMR(D6-DMSO0): 7.56(s, 1H), 7.06(s, 1H), 6.26(% &, 2H),
[a-262 “ { § ”\>_(j 439(m,1H), 4.09(q,2H), 3.98-3.92(m, 1H), 3.77-3.75(m, 1 H),
S HN o
e : 2.17-2.08(m,2H), 1.92-1.86(m,2H)
£ E
HC’O
: \©\fw’ 1H-NMR(D6-DMSO): 7.94(d,2H), 7.13-7.07(m,2H), 6.97(d,2H),
1a-263 5 . o
Fskvﬁ:[:jjl 6.44(%2-,2H), 3.86(q,2H), 3.81(s,3H), 2.35(s,3H)
H.C F
Cl
10264 ng%N _ - | 1H-NMR(D6-DMSO): 8.59(s,1H), 7.88-7.82(m,3H), 7.48(s,1H),
a-. A\
< wd /S |6.91(s,1H), 3.87(q,2H), 2.93(d,3H)
F ‘cH,
F F
/' N
B N -
" 1H-NMR(D6-DMSO): 7.34-7.01(m,5H), 6.89(s,1H), 6.41(s,1H),
Ia-265 HC
. 3.39(q,2H), 2.86( 512, 3H), 2.18(s,3H), 2.07(s,3H)
? s
-
Cl
o " 1H-NMR(D6-DMSO): 8.03-7.99(m,2H), 7.62(s,1H), 7.53-
1a-266 y{}m N
Y 7.51(m,2H), 7.15(s,1H), 6.75(5 -, 2H), 4.13(q,2H)
= .
FF
"5 N=§? 1H-NMR(D6-DMSO): 7.02(t,1H), 6.98(s,1H), 6.63(s,1H), 4.11-
Ia-267 Q ) 4.02(m,2H), 3.78(q,2H), 3.14(m, 1H), 2.28(s,3H), 2.12-
HC FF

2.04(m,2H), 1.91(s,3H), 1.75-1.59(m,4H)
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[0763]

2 A] ¢
=AA Tz 4 dolg
A3
ek IH-NMR(D6-DMSO): 7.30-7.28(m,2H), 7.14-7.11(m,2H), 6.64-
.58 Hzcﬁr@CI 6.62(m,2H), 3.63(m,6H), 3.59(s,3H), 3.48(q,2H), 3.34-
e (t> 3.29(%1,2H), 2.23(s,3H)
F F e}
F 7“3
N A M 1H-NMR(D6-DMSO): 8.48-8.46(m, 1H), 8.40-8.39(m,1H), 7.67-
[a-269 - N 7.65(m,1H), 7.33-7.30(m,1H), 6.90-6.83(m,2H), 3.66(q,2H),
/f Q 3.59-3.49(m,4H), 2.18(s,3H), 2.15-2.06(m,4H)
F7INF F
F
Cl
19270 i% 1H-NMR(D6-DMSO0): 7.37-7.35(m,2H), 7.25-7.23(m,2H), 6.87-
a- z F
N '(:ké 6.82(m,2H), 3.61(q,2H), 3.47(m,4H), 2.19(s,3H), 2.03(m,4H)
.
Q\S/\F/\F
CH,
Cl
. . 1H-NMR(D6-DMSO): 8.14(m,1H), 8.02(m, 1H), 7.86-
[a-271 . H§>‘<j 7.83(m,2H), 7.23-7.22(m,1H), 7.15-7.14(m, 1H), 4.26-
F;{j- %i) 4.18(m,2H), 1.52(m,1H), 1.28(m,2H), 0.85-0.83(m,2H)
N
~
12272 d YN\%F 1H-NMR(D6-DMSO): 7.17(s,1H), 7.00(s,1H), 4.59(q,2H),
a- F
Pl s k 4.18(s,2H), 3.81(q,2H), 2.33(s,3H), 2.04(s,3H)
H,C CH,
o
10273 ) Sf_i . IH-NMR(D6-DMSO): 7.26-7.23(m,2H), 4.09(s,2H), 3.87(q,2H),
yvs:h 3.17(s,3H), 2.37(s,3H)
H.C F
Cl
1H-NMR(D6-DMSO): 7.44(m, 1H), 7.39-7.37(m,2H), 7.28-
[a-274 7.26(m,2H), 6.92(s,1H), 3.90-3.83(q,2H), 3.60(m,4H),

2.06(m,4H)
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[0764]

[0765]

ARl
B TZ £4 HolH
W3
~ 5
1275 ) SYN\%F IH-NMR(D6-DMSO): 7.47(s,1H), 7.20(s, 1 H), 4.60(q,2H),
-
;*/SJCEL 4.25(s,2H), 3.94(q,2H), 2.35(s,3H)
HC Cl
Cl
—{ FF & 5 . K
276 ; sYan 1H-NMR(D6-DMSO0): 7.24-7.19(m,2H), 6.72(s,1H), 4.93(q,2H),
Pl s ! 3.86(q,2H), 2.36(s,3H), 1.52-1.44(m,4H)
H:C: : :F
CH,
= 1H-NMR(D6-DMSO): 7.24-7.19(m,2H), 3.86(q,2H), 3.44(s,3H),
1a-277 F Syt
s I 2.36(s,6H)
HECj : :F
o é/\»\ IH-NMR(D6-DMSO): 7.65-7.64(m, 1H), 7.42-7.40(m, 1 H), 4.02-
H
la-278 F i 3.96(q,2H), 3.45(t,2H), 3.41(5 S, 1H), 3.27(t,2H), 2.41(s,3H),
H _
nehe T [2.002.05(m2H)
. ~ 1H-NMR(D6-DMSO): 7.55(% &, 1H), 7.05(s,1H), 7.02(s, 1H),
1a-279 ﬂﬁ e 3.83-3.75(q,2H), 3.26-3.23(m,2H), 2.97-2.94(m,2H), 2.31(s,3H),
I:[ 1.96-1.90(m,2H).
AA] o
} Tz £4 dHolH
Az
F Fe
){ NH, 1H-NMR(D6-DMSO0): 7.87(s,1H), 7.54( 5 =, 2H), 7.33(s,1H),
Ib-17 T
o* Iji 4.18-4.10(m,2H)
CI Cl
F
18 Foo ;>H/HHZ 1H-NMR(D6-DMSO): 8.10(s,1H), 7.80-7.30(% S, 1H),
F&SJC[N 7.29(s,1H), 4.16-4.05(m,2H)
Br Br
F F IH-NMR(D6-DMSO): 7.29-7.27(m, 1H), 7.18-7.15(m, 1 H),
Ib-19

6.74(5 &, 2H), 4.06-3.98(m,2H), 2.30(s,3H), 1.39-1.29(m,4H)
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[0766]

A A &
TZ 4 dolg
HE
o Qdm: 1H-NMR(D6-DMSO): 7.27(d,1H), 7.14(d,1H), 4.09-3.98(m,2H),
1b-20 pg\/g I
F ]@ 3.34-3.33(m,2H), 2.90(s,3H), 2.38-2.22(m,5H), 1.93-1.88(m,2H)
HC F
Fe E o
F T:>H/N‘CH
Ib-21 1 i logP(HCOOH)=3.32, logP(%/3=3.32)
07
C\:@C\
1H-NMR(D6-DMSO): 7.27-7.24(m, 1H), 7.19-7.16(m, 1 H),
F o]
b-22 EXQ:C[”Y% 6.57(51 &, 2H), 4.05-3.97(m,2H), 2.31(s,3H), 1.57(m,2H), 1.31-
HaC g e 1.28(m,2H)
F F CH
2 Bl N 1H-NMR(D6-DMSO): 7.28(d,1H), 7.21(d,1H), 4.14-3.98(m,2H),
b3 = >‘Y 1 ( ): 7.28(d,1H), 7.21(d,1H) (m2H)
o’sﬁ 3.48-3.43(m,2H), 2.97(s,3H), 2.31(s,3H), 1.15(t,3H)
H,C F
F
o Foo i’\‘r”\cm 1H-NMR(D6-DMSO): 8.41(% &, 1H), 8.04(s,1H), 7.27(s, 1H),
F*/SD:” 4.25-4.02(m,2H), 2.66(5 S, 3H)
Br Br
E CH,
S 1H-NMR(D6-DMSO): 8.03(s,1H), 7.22(s,1H), 4.23-4.05(m,2H),
Ib-25 AR
FXSI:E“ 3.03(515,3H) 2 DMSO ¥ = &}¢] 3H
Br Br
F F  CH,
F F 7
3 . Fg\(” e IH-NMR(D6-DMSO): 7.83(s,1H), 7.25(s,1H), 4.16-4.12(m, 1 H),
o’ﬁ:@[“ 4,27-4.21(m,1H), 3.04(s,6H)
Cl (6]
Cl
1H-NMR(D6-DMSO): 7.41(m,1H), 7.23(m, 1H), 6.53(5 2, 2H),
Ib-27 mc—(/ /}N ol
F;\/ <] 4.06-3.97(m,2H), 2.29(s,3H), 1.62-1.59(m,2H), 1.32-1.29(m,2H)
F S'\O HN
1H-NMR(D6-DMSO): 8.50-8.49(m, 1H), 8.38( 5 -, 1H), 7.66-
FoQ 7 7.60(m,2H), 7.34-7.31(m,1H), 7.16-7.14(m, 1H), 6.96-
1b-28 s SN

6.93(m,1H), 3.97-3.88(m, 1H), 3.76-3.70(m, 1H), 2.91-2.90(d,3H),
2.20(s,3H)
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[0767]

A A] o
2 7z 24 dolg
W3
1H-NMR(D6-DMSO): 8.40(s, 51, 1H), 7.28(d, 1H), 7.21(d, 1H),
F F
F)< ;*(H\/A 4.15-4.06(m, 1H), 4.00-3.94(m, 1H), 3.08(s, 5 =, 2H ),
1b-29 1 I
o I;[ 2.31(s,3H), 1.09(s, 5 &, 1H ), 0.46-0.44(m,2H),
e ¥ 0.22(s, 5, 2H)
Q}’ 1H-NMR(D6-DMSO): 8.12(d,2H), 7.73(d,2H), 7.41(d, 1 H),
1b-30 g 1 l P 7.26(d,1H), 4.15-4.05(m,2H), 3.96(t,2H), 2.69-2.50(m,4H),
s N F
L
chii[F T [2.34(s,3H), 2.09-2.02(m,2H)
Cl
1H-NMR(D6-DMSO): 7.50(s, 1 H), 7.40(% &, 2H), 7.28(s, 1 H),
b-31 e i
cl g
&wawi 4.10-4.02(q,2H), 2.32(s,3H)
E F (‘)H,
b F oo Fjﬁr“mn 1H-NMR(D6-DMSO): 7.68(d,1H), 7.32(d, 1H), 4.28-4.10(m,2H),
AJIIN 3.05(s,6H)
Cl F
.
o (kF 1H-NMR(D6-DMSO): 7.33-7.31(m,1H), 7.19-7.16(m, 1 H),
b-33 . /¢r AW 6.26(tt,1H), 4.12-3.98(m,2H), 3.87-3.78(dt,2H), 3.52-
Sy, 3.48(m,2H), 2.35(m,2H), 2.30(s,3H), 1.98-1.90(m,2H)
e
CH,
F (8] N & ] “ o
g I e o 1H-NMR(D6-DMSO): 7.27(d, 1H), 7.21(d, 1H), 4.15-3.98(m,2H),
Ij: F 3.45-3.40(m,4H), 2.30(s,3H), 1.18-1.14(m,6H)
H,C F
Cl
1H-NMR(D6-DMSO): 7.51(s, 1H), 7.45(% &, 2H), 7.29(s, 1H),
Ib-35 H&é%l”
i 3 F 4.11-4.01(m,2H), 2.32(s,3H)
E S‘,O HN el
36 ;1/@ u K gt |TH-NMR(D6-DMSO): 8.48(s,1H), 7.30(d, 1H), 7.21(d,IH), 4.15-
HCI::IF F 3.95(m,2H), 2.31(s,3H), 1.33-1.24(m,3H), 0.77(s,2H), 0.57(s,2H)
3 £ F
F IH-NMR(D6-DMSO): 7.52(5 &, 1H), 7.37-7.35(m,2H), 7.22-
1b-37 e “\>_©_m 7.20(m,2H), 7.06-7.04(m,1H), 6.97-6.95(m, 1 H), 3.92-
F7(ﬁbmﬁﬂ 3.83(m,1H), 3.64-3.58(m, 1 H), 2.89-2.88(d,3H), 2.20(s,3H)
FF
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[0768]

A A ¢
7z SRR
W3
-
8 £ 0 | IH-NMR(D6-DMSO): 7.50(5) <, 2H), 7.34-7.32(m, 1 H), 7.28-
1b-38 rL_E N X ( ) 7505w 2H) (e, 1H)
F j[:j: T 7.25(m,1H), 4.21-4.02(m,2H), 2.34(s,3H)
HC Fo2
F |H-NMR(D6-DMSO): 7.26-7.25(m, 1H), 7.13-7.11(m, 1 H),
1b-39 He § § “\>_<] 6.45(512, 1H), 4.05-3.96(m,2H), 2.29(s,3H), 2.21-2.18(m, 1 H),
S N
F?(F_ Y db 1.87-1.84(m, 1H), 0.81-0.80(m,2H), 0.66-0.54(m,4H), 0.44(m,2H)
oo o IH-NMR(D6-DMSO0): 7.34-7.32(m, 1H), 7.29-7.26(m, 1 H),
Tb-40 N N 5
j::[ T 7.23(51 S, 2H), 4.13-4.01(m,2H), 2.34(s,3H)
HE Fooz
F E H
bt 5o F>’\‘(“~CH3 IH-NMR(D6-DMSO):  8.48(bs,1H,), 7.68(d, 1H), 7.32(d,1H),
Fjvsﬁ” 4.28-4.05(m,2H), 2.72(bs,3H)
Cl
F oo o 1H-NMR(D6-DMSO0): 7.55(% S, 2H), 7.35-7.33(m, 1H), 7.29-
1b-42 F>L\/S N F
ﬁ TF 7.26(m, 1H), 4.12-4.01(m,2H), 2.34(s,3H)
H.C F 2
F g F IH-NMR(D6-DMSO0): 8.22-8.20(m, 1H), 7.44-7.41(m, 1 H),
1b-43 Sl s N e
:E;“L E 6.49(tt, 1H), 4.21-3.93(m,2H), 2.36(s,3H)
HLC F o2
F F j0
N, IH-NMR(D6-DMSO0): 7.87(s, 1H), 7.54( 5 &, 2H), 7.33(s, 1H),
Tb-44 Fﬁ F)anf =
mII 4.18-4.10(m,2H)
Cl (o]
TH-NMR(D6-DMSO0): 8.66-8.65(m, 1H), 8.33-8.31(m, [ H), 8.00-
F O o
Tb-45 L d e 7.95(m, 1H), 7.60-7.57(m, 1H), 7.46-7.44(m, H), 7.27-7.24(m,1H),
" o NH, 6.95(51, 2H), 4.11-4.03(q,2H), 2.35(s,3H)
F IH-NMR(D6-DMSO): 7.28-7.26(m, 1H), 7.15-7.12(m,  H),
Ib-46 HE “\> q 6.30(51 S, 1H), 4.02(m,2H), 3.19(m,2H), 2.29(s,3H),
T 1.90(m, 1H), 1.08(t,3H), 0.85-0.81(m,2H), 0.64-0.62(m,2H)
FF
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[0769]

A
T £4 dlolg
Lk
. 1H-NMR(D6-DMSO): 8.48-8.46(m, 1H), 8.32(%1 -, 1H),
_ 7.65(5 5, 1H), 7.36-7.33(m, 1H), 7.07-7.05(m, 1H), 6.93-
Tb-47 HE ”\%O "
{s\\ e-n 6.90(m, 1H), 3.92-3.83(m, 1H), 3.68-3.61(m, 1H), 3.13(5 &, 3H),
= o] CH,
F 2.81(5%,3H), 2.16(s,3H)
TH-NMR(D6-DMSO0): 8.96-8.95(m, 1H), 8.38-8.35(m, LH), 7.65-
F O =
Ib-48 Eﬁvgﬁ“ﬁ/@" 1 7.63(m, 1H), 7.43-7.41(m, 1H), 7.27-7.24(m, 1H), 7.00(5 < , 2H),
HC g M 4.10-4.02(g,2H), 2.35(s,3H)
Fe FE
N
Ib-49 F)SS F)SIN/ ‘@ logP(HCOOH)=3.22, logP(Z4])=3.12
O’/
HECJ@F
59 H cH 1H-NMR(D6-DMSO): 7.40(s,1H), 7.25-7.19(m,2H), 4.11-
1b-50 N NN ~Cen ¢ % 74D (en,251)
C:@:F?F on 4.08(m,1H), 4.00-3.97(m, 1H), 2.30(s,3H), 1.42(s,9H)
H{ £ F
- 5 1H-NMR(D6-DMSO): 7.24-7.22(m, 1H), 7.11-7.08(m, 1 H), 4.11-
F ]
Ib-51 Fﬂ\/sjc[“yf 3.92(m,2H), 3.08(s,6H), 2.30(s,3H), 1.66(m,1H), 0.68-
ne o 0.63(m,2H), 0.32-0.30(m, 1H), 0.23-0.21(m, 1H)
Q 1H-NMR(D6-DMSO): 7.20(d, 1H), 7.13(d,1H), 4.09-3.97(m,2H),
Tb-52 -3 3 I Tons[3.32(s,3H), 3.28(t2H), 2.22(s,3H), 2.20-2.05(m,2H), 1.78-
£ I:[ 1.72(m,2H), 1.62-1.56(m,2H)
HC F
o 1H-NMR(D6-DMSO): 7.15-7.12(m, 1H), 6.94-6.92(m, 1 H), 4.06-
Ib-53 ix/gji:ﬁ YA 3.88(m,2H), 2.32(s,3H), 1.55(m, 1H), 0.88-0.84(m,2H),
He ¢ NH2 0.74(m,2H)
1H-NMR(D6-DMSO): 8.97(5 +, 1H), 7.30-7.22(m,2H),
o]
F: H
Tb-54 £ gj@m ET‘ 4.77(% % ,2H), 4.59(5 £, 3H), 4.19-4.07(m,1H),
o]
HE Fire 3.97(51 &, 1H), 2.32(s,3H)
s 1H-NMR(D6-DMSO): 7.86(d,2H), 7.37(m,3H), 7.22(d, 1H),
Ib-55 F;k/u I @ 7.09(dd, 1H), 4.14-4.02(m,2H), 3.73(dd,2H), 2.67-2.57(m,2H),

2.33(s,3H), 2.07-1.99(m,2H)
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[0770]

A A o
=54 Tz £ dloj g
HE
Cl
s . \ s 1H-NMR(D6-DMSO): 2.30(s,3H), 2.62( % S, 3H), 4.17-
£ ' ¥ 3.95(m,2H), 7.28(5] S, 1H), 7.44(s,1H), 8.22(% <, 1H)
i [
A o CH,
Fe Fe
57 F)S F/ﬁ/““: 1H-NMR(D6-DMSO): 8.32(s,1H), 7.40-7.36(% <, 1H),
O’S:©:” 7.29(s,1H), 4.19-4.14(m,2H)
Cl Br
] 1H-NMR(D6-DMSO): 8.56-8.55(m, 1H), 7.77-7.73(m, 1 H),
boss HZCON\ . 7.69(51%, 1H), 7.41-7.38(m,2H), 7.10-7.08(m, 1H), 7.02-
7(_5\\ HNF@ 6.99(m, 1H), 3.97-3.91(m, 1H), 3.73-3.67(m, 1H), 2.84-2.83(d,3H),
F o] K
P s 2.23(s,3H)
£ FoooH,
- f oo FS}(" i, 1H-NMR(D6-DMSO): 7.78(d,1H), 7.32(d,1H), 4.20-
FX/SJ@(N 4.06(m,2H), 3.05(s,3H)
Br F
F o, 1H-NMR(D6-DMSO0): 7.29-7.12(m,4H), 6.97(d,1H), 6.93(d, 1H),
1b-60 . ;\/§©TN “eH, 3.88-3.79(m,1H), 3.62-3.50(m, IH), 3.11(5 -, 3H), 2.79-
F
I:I 2.77(5 2, 3H), 2.17(s,3H)
HC F
Ms o 1H-NMR(D6-DMSO): 7.81-7.79(m,2H), 7.46(%} 2, 1H),
cH,
Ib-61 El¢§ hmw 7.29(5 %, 1H), 6.98(d,1H), 6.94(d,1H), 3.88-3.79(m, 1H), 3.63-
- I:I 3.52(m, 1H), 3.14(5 S, 3H), 2.76(%) &, 3H), 2.16(s,3H)
H,C F
F 1H-NMR(D6-DMSO0): 9.46-9.45(m, 1H), 8.84(m, 1H), 8.74-
1b-62 R "\ \—_’;) 8.73(m, 1H), 7.48-7.46(m, 1H), 7.29-7.26(m, 1H), 7.12(% &, 2H),
g Ty W 4.12-4.04(m,2H), 2.36(s,3H)
FF
TH-NMR(D6-DMSO): 9.13(s, 1H), 8.70-8.69(m, 1H), 8.32-
1b-63 8.30(m, 1H), 7.52-7.49(m, 1H), 7.43-7.41(m,1H), 7.26-

7.23(m,1H), 6.94( 5 v, 2H), 4.11-4.03(m,2H), 2.35(s,3H)
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[0771]

BRE
=AH Tz E24 dlolg
H3
Cl
¢l 1H-NMR(D6-DMSO): 7.84(m,1H), 7.35(m, 1H), 6.85(5 <, 2H),
Tb-64 “ “\> 1
s Hp 4.16-4.08(m,2H), 1.65(m,2H), 1.37(m,2H)
E o]
FF
F 1H-NMR(D6-DMSO): 9.34(m,1H), 9.01-9.00(m, 1H), 8.28-
Ib-65 HEC‘Q'{ =5 8.27(m,1H), 7.47-7.45(m,1H), 7.29-7.25(m,1H), 7.16(5 < ,2H),
S HJJ>_§\_//
~ o - 4.12-4,01(m,2H), 2.36(s,3H)
FF
] o 1H-NMR(D6-DMSO): 7.38-7.33(m, 1H), 7.15-7.10(m, 1 H),
Ib-66 oo I’L;H; 7.03(% %, 2H), 6.98-6.92(m,2H), 3.89-3.82(m,1H), 3.61-
F*/Sj@[” 3.55(m,1H), 3.12(5 S, 3H), 2.83(%5 2, 3H), 2.17(s,3H)
HC F
F
- 1H-NMR(D6-DMSO): 7.56-7.54(m, 1H), 7.36-7.30(m, 1H), 7.19-
Ib-67 F oo i 6.95(m,5H), 3.94-3.85(m, 1H), 3.70-3.64(m,1H), 2.89-
F>\/§ ;4
F /C[ 2.88(m,3H), 2.21(s,3H)
HC F
Fe Fe o
NH, 1H-NMR(D6-DMSO0): 7.99(s,1H), 7.63(1 <, 2H), 7.32(s, 1H) ,
s F)gs JTA ( ): 7.99(s,1H), 7.63( %l &, 2H), 7.32(s,1H)
o* 4.18-4.06(m,2H)
Br Cl
= 1H-NMR(D6-DMSO): 9.35(m, 1H), 9.03-9.02(m, 1H), 8.32-
1b-69 ¢ gy’*\ "=\ | 8.28(m,1H), 7.87(s, 1H), 7.41(s,1H), 7.08( &, 2H), 4.19-
S H.N>_<\J
A o 4.11(m,2H)
FF
~
. . W F 1H-NMR(D6-DMSO): 7.51(d,1H), 7.38(d,1H), 4.62-4.57(m,2H),
i iﬂ\/gm‘w 4.26-4.14(m,3H), 4.04-3.94(m, 1H), 2.36(s,3H)
H.C F
F
1H-NMR(D6-DMSO): 7.29-7.27(m, 1H), 7.21-7.18(m, 1H),
Ib-72

6420515, 2H), 4.07-3.99(m,2H), 2.32(s,3H), 1.68-1.59(m,4H)
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[0772]

AN
=AM T= £ dojg
HE
-
) , 1H-NMR(D6-DMSO): 7.3-6.93(m,6H), 3.88-3.79(m, 1H), 3.58-
Ib-73 " rl\)—QC' ) EN)
s ne 3.47(m,1H), 3.10(5 &, 3H), 2.78(% &, 3H), 2.17(s,3H)
;?(F_ (e] CH,
- Fj< FF;YHV@ IH-NMR(D6-DMSO): 8.87(5 &, 1H), 7.33-7.16(m, 7H),
2 I
O;S]@N 4.47(5% ,2H), 4.12-4.06(m, 1H), 3.90(5 -, 1H), 2.30(s,3H)
HC F
EF
5 i F 1H-NMR(D6-DMSO): 8.49(m, 1H), 8.09(m, 1H), 7.90-
Ib-75 . (¥ 7.88(m, 1H), 7.03-6.96(m,2H), 3.90-3.84(m, 1H), 3.56-
He o 3.50(m, 1H), 3.17(5 &, 3H), 2.80(% <, 3H), 2.17(s,3H)
v oHe
F o 1H-NMR(D6-DMSO): 7.57-7.56(q,1H) 7.40-7.38(m, 1H), 7.31-
1b-76 e “\>_© 7.27(m, 2H), 7.13-7.08(m,2H), 6.98-6.95(m, 1H), 3.92-
Wt 3.83(m, 1H), 3.70-3.63(m, 1 H), 2.89-2.87(d,3H), 2.21(s,3H)
FF
s i 1H-NMR(D6-DMSO0): 7.81-7.79(m,2H), 7.46( 5 <, 1H),
oH,
b-77 ﬂ\ﬁ e, 729515, 1H), 6.98(d, 1H), 6.94(d, 1H), 3.88-3.79(m, 1 H), 3.63-
S N
- Iij: 3.52(m, 1H), 3.14(5 -, 3H), 2.75(5 &, 3H), 2.16(2.3H)
H.C F
F
b8 r oo iﬁwjtm 1H-NMR(D6-DMSO): 8.49( 5+, 1H), 7.78(d,1H), 7.33(d,1H),
F>‘\/S:©1N 4.24-4.02(m,2H), 2.73(5 <, 3H)
Br F
£ 1H-NMR(D6-DMSO): 7.11(s,1H), 7.08(s, 1 H), 6.19(% -, 2H),
K Cl
1b-79 e \ 4.00-3.92(m,2H), 2.27(s,3H), 2.00(s,3H), 1.58(m,2H), 1.30-
S
A v 1.29(m,2H)
FE
Cl
.50 & - 1H-NMR(D6-DMSO): 7.8(s, 1H), 7.30(s, 1H), 7.15(H &, 2H),
= W
¢ Jﬁ 6.40(t,1H), 4.18-4.10(m,2H)
E o]
FF
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[0773]

A A<
7z 24 dloe]
W3
CH.,
o S (A N 1H-NMR(D6-DMSO): 7.61-7.60(m, 1H), 7.04-6.97(m,4H), 3.92-
% | :
:—4\/51;@ 3.86(m, 1H), 3.65-3.52(m, 1H), 3.02(s,6H), 2.20(s,3H)
H.C F
CH
) & ﬁé 1H-NMR(D6-DMSO0): 6.96-6.91(m,2H), 6.70(51 <, 1H),
1b-82 e
- gI:If 5.90(51 S, 2H), 3.83-3.74(m,2H), 3.18(s,6H), 2.21(5 S, 6H)
H:C F
2 1H-NMR(D6-DMSO): 7.78(s, 1H), 7.26(m, 1H), 7.01(¥ &, 1H),
Cl N
1b-83 D 422-4.01(m,4H), 1.40-1.38(m,1H), 0.96-0.86(m,2H), 0.78-
F %
;{jio \\§§ 0.71(m,2H)
) TH-NMR(D6-DMSO): 8.50-8.48(m, [H), 8.38(m, [H), 7.65-
b4 Pl 8 W ] 7.59(m,2H), 7.33-7.30(m, 1H), 7.15-7.13(m, 1H), 6.95-
e F =
WIIW 6.92(m, 1H), 3.97-3.88(m, 1H), 3.79-3.70(m, TH), 3.44-
o 3.37(m,2H), 2.20(s,3H), 1.22(t,3H)
CH
s 1H-NMR(D6-DMSO): 7.52-7.51(m, 1H), 7.3(¥ &, 2H),
5 cl N F
P aPa 7.18(s,1H), 4.16-4.02(m,2H), 2.10(s,3H)
F 5 N2
Fe F
=l R
1b-86 F)Ss Fﬁﬁ[ \©\ logP(HCOOH)=3.04, logP(%4])=3.05
o* 0
J O G
H.C F
F
CH,
i 1H-NMR(D6-DMSO): 7.35-6.92(m,6H), 3.85-3.79(m, 1 H), 3.58-
1b-87 Foo ' cH,
Fﬁ\/smN 3.51(m,1H), 3.16(5 S, 3H), 2.79(5 S, 3H), 2.16(s,3H)
H.C F
- TH-NMR(D6-DMSO): 8.22(m, 1H), 7.80(m, 1H), 7.66(m, [ H),
bgs i W 7.48-7.46(m,1H), 7.20-7.21(m, 1H), 7.01-6.98(m, 1H), 4.05-
i - A\
%ﬁ ﬁ%@ﬂ'3%mmmwmmm%mmmmwm(mmwx
F o]
e > 0.59(m,2H)
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[0774]

AN &
A TE 24 dlolg
W3
e 1H-NMR(D6-DMSO): 8.28-8.27(m, 1H), 7.90( 5 -, 1H), 7.67-
CI N —
1b-89 . prc, 7.64(m,2H), 7.50-7.48(m, 1 H), 7.03(s, 1H), 4.17-4.05(m, 1H),
< o en, 3.89-3.80(m, 1 H), 2.92-2.91(d,3H)
FF
cH 1H-NMR(D6-DMSO): 8.09(5 -, 1H), 7.44(s,1H),
1b-90 e NF 7.12(5 2, 1H), 4.18-4.05(m,2H), 2.68-2.63(5 <, 3H),
E F
F;L\/ng;_u F 2.11(s,3H)
§ 10
)SF F;Krn 1H-NMR(D6-DMSO): 9.01(% &, 1H), 7.38(d,1H), 7.24(d, 1H),
1b-91 1T T‘ﬁf—o 4.58-4.57(m,2H), 4.35(%1 &, 3H), 4.16-4.09(m, 1H),
oF o)
HQI:I; 3.93(51, 1H), 2.32(s,3H)
FiFie
e 1H-NMR(D6-DMSO): 8.60(s,1H), 7.84-7.81(m,3H), 7.13-
1b-02 X [y 7.11(m, 1H), 7.02-6.99(m, 1H), 3.97-3.88(m, 1H), 3.67-
He =t 3.61(m, 1H), 2.94-2.93(d,3H), 2.21(s,3H)
. WG
cH, IH-NMR(D6-DMSO): 8.46-8.45(m, 1H) 8.32(5 <&, 1H), 7.58-
1b-93 F;p r$4<f> 7.56(m, 1H), 7.37-7.29(m,2H), 6.99(s, 1H), 6.66(s,1H), 3.74-
PN, HO N 3.68(m,2H), 2.91-2.90(d,3H), 2.17(s,3H), 2.15(s,3H)
cH, 1H-NMR(D6-DMSO): 8.98-8.97(m, 1H), 8.40-8.37(m, 1 H), 7.71-
1b-94 ch@n\ _ 7.68(m, 1H), 7.40-7.38(m, 1 H), 7.26-7.24(m, 1H), 4.06-
Cl
s T 3.96(m,2H), 2.33(s,3H), 2.16(5,3H)
o 1H-NMR(D6-DMSO): 8.53-8.51(m, 1H), 8.41(m,1H),
1b-95 “ g § N\>_<\_=> 7.85(q,1H), 7.63(s, 1H), 7.62-7.59(m, 1H), 7.36-7.33(m, 1H),
el % M 7.00(s, 1H), 4.12-4.00(m, 1 H), 3.86-3.75(m, | H), 2.93-2.92(d,3H)
FF
F F
. )3 £ rQ 1H-NMR(D6-DMSO): 7.29(d, 1H), 7.21(d, 1H), 4.15-3.99(m,2H),
1b-96 {
ﬁI:I“ 3.41(5 5, 4H), 2.31(s,3H), 1.86(% 5, 4H)
H.C F
F 1H-NMR(D6-DMSO): 8.52-8.50(m, 1H), 7.65-7.64(q,1H), 7.19-
1b-97 e " ) 7.12(m,3H), 6.97-6.95(m, 1H), 3.96-3.87(m, 1H), 3.74-
YV
o M, 3.68(m, 1H), 2.90-2.89(d,3H), 2.20(s,3H)
FFE
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[0775]

44 7z 24 dolg
HE
TH-NMR(D6-DMSO): 8.44-8.43(m, 1H), 8.32-8.29(m, | H),
e 7.60(m, 1H), 7.35-7.31(m, 1H), 6.94(s,1H), 6.66(s,1H), 3.70-
1b-98 y{jﬂ — o
;A\ﬁbH94€;§:> 3.64(m, 1H), 3.30-3.24(m, 1H), 2.96( 5 -, 6H), 2.14(s,3H),
: 2.13(s,3H)
F IH-NMR(D6-DMSO): 7.30-7.25(m, 1H), 7.09(m, 1H),
1b-99 ne ”\>_<> 6.65(51S,2H), 4.07-4.02(m,2H), 2.97-2.93(m, 1H), 2.33(s,3H),
s W 222-1.71(m,6H)
FF
o, TH-NMR(D6-DMSO): 7.35-7.15(m,4H), 6.98-6.96(m,2H),
1b-100 e 1 6.61(s,1H), 3.69-3.63(m, 1H), 3.22-3.17(m, 1 H), 2.88(% <, 3H),
FFﬁvssoHsC-u%@ “ 2.176.3H), 2.16(s.3H)
- v@/FtF 1H-NMR(D6-DMSO): 8.98( ¥l &, 1H), 7.72-7.70(m,2H), 7.52-
Ib-101 V& ZIN 7.51(5 %, 1H), 7.21-7.19(m,3H), 4.56( 5 &, 2H), 4.13-
045]@(” 4.06(m, 1H), 3.93-3.90(m, 1 H), 2.28(s,3H)
H.C F
o IH-NMR(D6-DMSO): 8.66-8.64(m, | H), 8.37-8.32(m, 1 H), 7.99-
Ib-102 o n\>_<,3 7.95(m, 1H), 7.59-7.56(m, 1H), 7.27(s,1H), 7.19(s, 1H),
Fﬁx/sb ny' N7 6.60(% 2 ,2H), 4.05-3.97(m,2H), 2.31(s,3H), 2.13(s,3H)
o, TH-NMR(D6-DMSO): 8.50-8.49(m, [H), 8.36(s, 1H), 7.58-
Ib-103 cc N 7.57(m,2H), 7.34-7.30(m,2H), 6.68(¥l <, 1H), 3.91-3.82(m, 1H),
A EC—HF@ 3.59-3.53(m, 1H), 2.92-2.91(d,3H), 2.20(s,3H)
F . 1H-NMR(D6-DMSO): 8.16-8.14(m,2H), 7.78-7.77(5 &, 1H),
Ib-104 He N\>_C§/‘°' 7.23-7.21(m, 1H), 7.03-7.00(m, | H), 4.02-3.93(m, 1H), 3.84-
F;é_%Hﬁﬁ ! 3.77(m, 1H), 2.91-2.90(d,3H), 2.23(s,3H)
F
108 o | 1H-NMR(D6-DMSO): 7.46-6.94(m,6H), 3.85-3.74(m, 1 H), 3.54-
s H;o—u@ 3.48(m,1H), 3.17(5 &, 3H), 2.74(% <, 3H), 2.15(s,3H)
FF F ? o
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A4
Tz £ dolg
W3
-
. :/< 1H-NMR(D6-DMSO): 7.29-7.27(m, 1H), 7.20-7.17(m, 1 H),
H N
1b-106 g H”\>—q 6.84(51 S, 1H), 4.11-3.64(m,4H), 2.30(s,3H), 1.44-1.41(m, 1H),
e A . 0.91-0.84(m,2H), 0.72-0.69(m,2H)
FE
.
5107 MON 1H-NMR(D6-DMSO0): 7.52-6.95(m,7H), 3.82-3.72(m,2H), 2.91-
& s 2.90(d,3H), 2.18(s,3H)
FF
Fe Fe
08 : F/g,wn 1H-NMR(D6-DMSO): 7.57(d,1H), 7.42( 5 &, 2H), 7.30(d, 1H),
- |
o . 7.10-7.07(m,1H), 4.22-4.04(m,2H)
Cl
1H-NMR(D6-DMSO): 8.57-8.55(m, 1H), 7.91(51 -, 1H), 7.82-
F O i
Ib-109 L8 ”YQ 7.77(m,1H), 7.66(s,1H), 7.44-7.41(m,2H), 6.96(s,1H), 4.10-
cl cMch, 4.01(m,1H), 3.87-3.78(m,1H), 2.84-2.83(d,3H)
F F
4 1. 1H-NMR(D6-DMSO): 8.14(% 2, 1H), 7.48(d,1H), 7.22(d,1H),
Ib-110 D
0% ](j 7.03-7.00(m,1H), 4.25-4.01(m,2H), 3.67(5 <, 3H)
Cl
Fe Fe
oLl = F/KW”H: 1H-NMR(D6-DMSO): 7.31-7.29(m,2H), 7.25( 5 - ,2H), 6.98-
o/ﬁ]@/“ 6.95(m, 1H), 4.09-4.00(m,2H), 2.33(s,3H)
H,C
e i TH-NMR(D6-DMSO): 7.09(m,2H), 5.17-5.13(m, 1H), 4.03-
o, ]@[ 3.93(m,2H), 3.51-3.45(m, 1H), 3.32-3.30(m, 1H), 2.43-
Ib-112 LS WQ
Fj—’ : 2.07(m,2H), 2.27(s,3H), 2.06(s,3H), 1.95-1.88(m,2H), 1.40-
H.C
T 1.38(d,3H)
FEF
1H-NMR(D6-DMSO): 7.70-7.61(m,2H), 7.57(s,1H), 7.53-
Ib-113 C Mo 7.44(m,2H), 7.12(d,1H), 7.65(d,1H), 3.87-3.77(m,1H), 3.66-
NS : W 3.54(m, 1H), 2.90(d,3H), 2.19(s,3H)
H.C F
[0776]
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AR
T 4 deolH
ik
FFEF
1H-NMR(D6-DMSO): 7.65(d,2H), 7.54(t,1H), 7.39(% <, 1H),
CH,
Ib-114 C Mgy 7.04(51S-, 1H), 6.92(d, 1H), 3.83-3.70(m,2H), 3.14( 5 =, 3H),
il | =
S\/SJCEN 3.28(% <, 3H), 2.16(s,3H)
HC F
g
=
i " NFQF IH-NMR(D6-DMSO): 7.31-7.29(m, 1H), 7.20-7.17(m,1H),
Ib-115 pe Q T\) 4.27(q,2H), 4.12-4.00(m,2H), 3.52(t,2H), 2.47-2.25(m,2H),
S 2.31(s,3H), 2.00-1.92(m,2H)
£
~ "
114 . { N 1H-NMR(D6-DMSO): 7.57(d,1H), 7.37(d,1H), 6.33(tt, 1H), 4.25-
- o
F QD:‘N 4.13(m,5H), 4.01-3.89(m,2H), 2.36(s,3H)
H.C F
~
o117 d N Kr 1H-NMR(D6-DMSO): 7.62-7.56(m,2H), 7.50-7.48(m,1H),
= E o
Ex/é\(:[\k( 4.60(q,2H), 4.27-4.00(m,4H)
F
Cl
. O\QYNHZ 1H-NMR(D6-DMSO): 8.00(d,2H), 7.53(d,2H), 7.39(d,1H),
Ib-118 I
fﬁ\,gmw 7.23(d,1H), 6.80( 5!+, 2H), 4.06(q,2H), 2.34(s,3H)
HC 2
Cl (I)[ F &
S\/I<F 1H-NMR(D6-DMSO): 8.23(5 &, 1H), 7.73-7.72(5 &, 1H),
Ib-119 C o 7.62(s,1H), 7.52-7.50(m,1H), 6.97(s, 1H), 4.14-4.02(m,1H), 3.82-
N__)
Lty 3.70(m,1H), 3.00( 5 &, 6H)
NN
Cl
—~ L
5120 I 1H-NMR(D6-DMSO): 7.86(d,1H), 7.53(d,1H), 4.60(q,2H), 4.36-
- F O
Pl_s : T 4.24(m,3H), 4.17-4.06(m, 1H)
[0777] - -
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AA
T& 4 dlolH
Liked
(o]
5
i N 1H-NMR(D6-DMSO): 7.81(d,1H), 7.56(dd, 1H), 7.47(d,1H),
5 F o
Eﬂ\/s'\@?r( 4.61(q,2H), 4.31-4.07(m,4H)
Cl
~
1H-NMR(D6-DMSO): 7.96(s,1H), 7.51(s,1H), 4.36-4.24(m, 1H),
Tb-122 o Y'Y
Eode o8 i 4.14-4.00(m,3H), 2.75-2.70(m, 1H), 1.02-0.92(m,4H)
CI:CEC\
@\H;q 1H-NMR(D6-DMSO): 8.50-8.49(m,1H), 8.36(m,1H), 7.67-
N-,
1b-123 Ny e fs')kaF 7.64(m, 1H), 7.60(s, 1H), 7.39-7.36(m, 1H), 6.96(s, 1H), 4.05-
A
Clj@[ol 3.96(m,1H), 3.78-3.66(m, 1H), 3.05( 5 <, 6H)
F g IH-NMR(D6-DMSO): 7.69( 5 & ,2H), 7.54(5 =, 1H),
CH,
Ib-124 o Moy, 727(51% , 1H), 6.97-6.14(m,2H), 3.84-3.70(m, 1H), 3.43-
P4 o
F j@ 3.30(m,1H), 3.15(5 <, 3H), 2.77(5 &, 3H), 2.16(s,3H)
H.C F
Fe  Fp o, 1H-NMR(D6-DMSO0): 8.02( 2, 1H), 7.22-7.17(m,2H),
NH
Ib-125 iy F/Kluf 6.89(%1 =, 1H), 4.12-4.06(m, 1H), 3.92(5l &, 1H),
o
H;Ij 2.76( 5, 3H), 2.30(s,3H)
HC
Q\(N\CHZ - 1H-NMR(D6-DMSO): 7.27(m,3H), 7.12(% S, 2H), 6.92(s,1H),
Ib-126 N §_LF
F 6.62(s,1H), 3.50(m,2H), 2.93( % &, 6H), 2.16(s,3H), 2.13(s,3H)
H.C CH
HSC\:
Neew, o F 1H-NMR(D6-DMSO): 7.57(s,1H), 7.34-7.30(m,3H), 7.16(m,2H),
Ib-127 PP
D[ F 6.86(s, 1H), 3.97-3.85(m, 1 H), 3.61-3.49(m, 1 H), 3.05(% <, 6H)
Cl Cl
GHa
Moen, 1H-NMR(D6-DMSO): 7.86(s,1H), 7.44(d,1H), 7.13(d,1H), 4.10-
1b-128 Fj\/g |N ?
F jc[ 3.98(m,2H), 3.05(bs,3H), 2.95(bs,3H), 2.30 (s,3H)
HE F
[0778]
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BRE
=AM Tz £ dolg
H3
:
H\F 1H-NMR(D6-DMSO): 7.78(s,1H), 7.34(s,1H), 6.95( &, 1H),
Ib-129 %NH o F_ 6.21(tt, 1H), 4.22-4.07(m,2H), 3.59-3.52(m,2H), 1.37(m,1H),
" ﬂs\)ﬂ 0.90-0.87(m,2H), 0.73-0.71(m,2H)
Cl Cl
F
Pl [F
N: IH-NMR(D6-DMSO): 8.88(s, 1H), 8.39(m, 1H), 7.73(s, 1H),
Ib-130 “ 7.27(s,1H), 6.66(m, 1H), 4.21-4.05(m,2H), 3.68-3.59(m,2H),
ZX\TNH - 2.50(m,2H), 1.34(m,1H), 0.82-0.81(m,2H), 0.68-0.66(m,2H)
NI g\)<f—'
Ol
Cl Cl
F
e N 1H-NMR(D6-DMSO): 7.73-7.72(m, 1H), 7.45(m,1H), 4.19-
Ib-131 . %C>
$ wa 3.97(m,2H), 2.40(s,3H), 1.93-1.19(m,10H)
FF g e}
F 1H-NMR(D6-DMSO): 7.35-7.33(m, 1H), 7.19-7.16(m, 1 H),
Ib-132 e "\ 6.75(515-, 1H), 6.15(tt, 1H), 4.11-3.96(m,2H), 3.60-3.50(m,2H),
S, HN F 5
4 % 2.31(s,3H), 1.40( 5 S, 1H), 0.90-0.82(m,2H), 0.73-0.67(m,2H)
FF £
chyﬁ IH-NMR(D6-DMSO): 8.15(5 =, 1H), 7.70(5 =, 1H), 7.48-
a3 “CH, o F
Ib-133 N~ I 7.46(m,1H), 6.96(s, 1H), 6.63(s,1H), 3.77-3.71(m, 1H), 3.35-
Hc:[:j:w, 3.26(m,1H), 2.96( X, 6H), 2.15(s,3H), 2.13(s,3H)
o
R o {;ﬁﬁHz 1H-NMR(D6-DMSO0): 7.53(d,1H), 7.36(d,1H), 4.22-4.10(m,3H),
;ﬂ\,gmh 4.04-3.92(m, 1H), 3.19(s,3H), 2.35(s,3H)
HC F
f4f 1H-NMR(D6-DMSO): 7.50(d, 1H), 7.35(d, 1H), 4.28-4.12(m, 1H),
Ib-135 L9 Y 4.02-3.91(m,3H), 2.75-2.55(m, 1H), 2.35(s,3H), 1.01-0.88(m,4H)
&3@( _F olgAA e Ha
HLC F
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[0780]

A A o
2 7z 24 dolg]
HE
N IH-NMR(D6-DMSO): 8.15(% =, 1H), 7.60-7.44(m,3H),
B (o] F
Ib-136 b Y LK | 7.01(s,1H), 6.70(s,1H), 3.79(m,2H), 2.90(m, 1H), 2.19(5,3H),
HECD[CHE 2.16(s,3H), 0.72(m,2H), 0.58(m,2H)
b\(n\/%CHo ] IH-NMR(D6-DMSO): 7.90-7.86(m, 1H), 7.65-7.63(m, 1 H),
Ib-137 i LK 6.66(s,1H), 4.30-4.16(m,2H), 1.95(d,2H), 1.41(m, 1H), 0.81-
;@;H: 0.70(m,4H)
[od]
NH, 3 = : 90
18 bkg E‘\/FE 1H-NMR(D6-DMSO): 7.90(s, 1H), 7.41(s,1H), 6.41(% <, 2H),
ﬁ 2 4.10-3.97(m,2H), 2.04(s,3H), 1.64-1.58(m,2H), 1.32-1.29(m,2H)
H.C cl
~
13 o SYNK%F 1H-NMR(D6-DMSO): 7.44(d,1H), 7.37(d, 1 H), 7.08(dd, 1 H),
Pl 8 i 4.58(q,2H), 4.23-4.11(m,3H), 4.00-3.88(m, 1 H), 2.35(s,3H)
HZCj :
ol - 1H-NMR(D6-DMSO): 7.77(5 &, 1H), 7.64(s,1H), 7.43-
Tb-140 ¢ “\>_© 7.41(m,1H), 7.34-7.30(m,2H), 7.09-7.07(m, 1H), 6.97(s, 1H),
S £~
rA B EH 4.08-3.96(m, 1 H), 3.81-3.70(m, 1 H), 2.90(d,3H)
FF
/_./f\;g 1H-NMR(D6-DMSO): 7.34(s,1H), 7.26(s,1H), 4.61(q,2H),
.
Ib-141 53 SmN/N 4.20(s,2H), 4.19-4.07(m,1H),3.91-3.79(m, 1H), 2.31(s,3H),
F I:[ 2.14(s,3H)
H,C CH,
A 1H-NMR(D6-DMSO): 7.13(t, 1H), 7.07(s,1H), 6.92(s,1 H), 4.15-
Ib-142 C b ﬁ\jg 3.88(m,4H), 3.16-3.12(m, 1 H), 2.26(s,3H), 2.17-2.05(m,2H),
D[ : 2.00(s,3H), 1.80-1.60(m,4H)
HC CH.,
cl OZF 1H-NMR(D6-DMSO): 7.40-7.38(m,2H), 7.29( 5 -, 2H), 7.10-
Ib-143 G\ﬁ“ Fo o |7.08(m,1H), 6.98-6.95(m,1H), 3.94-3.82(m,1H), 3.61-

3.48(m,1H), 3.31( 5 &, 4H), 2.18(s,3H), 2.06( 5 =, 4H)
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A4
Tz 4 dlolg
HE
F - | IH-NMR(D6-DMSO): 8.62(% &, 1H), 7.99(5 <, 1H), 7.91-
o =3 F
Ib-144 FJ I v 7.87(m,2H), 7.67(s,1H), 6.98(s,1H), 4.15-4.03(m, 1H), 3.79-
3 <
C.D[cﬁ* Ny 3.68(m, 1H), 2.96-2.95(d,3H)
=
i 1H-NMR(D6-DMSO): 7.68(d,2H), 7.63(d, 1H), 7.42(d,2H), 7.02-
H
Ib-145 E oo o, 7.96(m,2H), 3.90-3.79(m, 1H), 3.52-3.40(m, 1H), 2.91(d,3H),
F*/S:@[’“ 2.20(s,3H)
H.C F
ﬁ(o W
o146 % 1H-NMR(D6-DMSO): 7.66(d,1H), 7.45(d,1H), 7.21(dd, 1H),
, F (o}
PalA \'N( 4.59(q,2H), 4.30-4.21(m,3H), 4.14-4.04(m, 1 H)
T
HC 1H-NMR(D6-DMSO): 7.47-7.20(m,4H), 6.94(s,1H), 6.80-
Nech,
Ib-147 . " ﬁ\}F 6.76(m, 1H), 3.64-3.51(m, 1H), 3.19(51 S, 3H), 3.06-2.97(m, 1 H),
:
Hc:@:w 2.74(5& ,3H), 2.21(d,3H), 2.13(s,3H)
FEe
o148 i 1H-NMR(D6-DMSO): 7.70-7.43(m,5H), 7.00-6.95(m,2H), 3.90-
™ N
F o] “CH,
Bl I 3.70(m,1H), 3.47-3.24(m, 1H), 2.89(d,3H), 2.16(s,3H)
HEC: : :F
CIO\(H 1H-NMR(D6-DMS0): 7.73-7.72(% <, 1H), 7.63(s,1H), 7.40-
“CH, o] F
Ib-149 i §_LF |7.38(m,2H), 7.22-7.20(m,2H), 6.89(s,1H), 4.05-3.96(m, 1H),
- IIC. 3.73-3.66(m,1H), 2.91-2.90(d,3H)
N 1H-NMR(D6-DMSO): 8.52-8.51(m, 1H), 8.40(m,1H), 7.85(t,1H),
.
Ib-150 = U, i K 7.63(s,1H), 7.61-7.58(m, 1 H), 7.35-7.32(m, 1H), 6.97(s,1H), 4.11-
F
C‘j@m 4.00(m,1H), 3.83-3.76(m, 1H), 3.43(m,2H), 1.25(t,3H)
1H-NMR(D6-DMSO): 8.33(5 &, 1H), 7.98(5 =, 1H),
Cl
i 7.72(51 S, 1H), 7.66(s,1H), 7.50-7.48(m, 1H), 7.13( 5 <, 1H),

o
2L'r|
Q2 w=0
95 /2
/'

d

4.16-4.07(m,1H), 3.96-3.88(m,1H), 2.77( 5l S, 1H),0.66-
0.62(m,4H)
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A4
- T& 4 deolH
~ oy 1H-NMR(D6-DMSO0): 8.55-8.53(m,2H), 7.85-7.84(m,1H),
N7 N, o -
Ib-152 dh T v 7.64(s,1H), 7.19-7.18(m,2H), 6.97(s,1H), 4.09-4.00(m,1H), 3.83-
c1:©:0| 3.74(m,1H), 2.92-2.90(d,3H)
Cl ¥
\I\/1<F
S 1H-NMR(D6-DMSO): 9.50(s,1H), 8.84-8.83(m, 1H), 8.74-
Ib-153 HE™ X 8.73(m,1H), 7.51(s,1H), 7.30(s,1H), 6.95(% &, 2H), 4.16-
Y,
Ha! 4.02(m,2H), 2.18(s,3H)
N
ci il IH-NMR(D6-DMSO0): 7.36-7.34(m,2H), 7.15(5 &, 2H),
CH,
Ib-154 N E\j{ 6.93(s,1H), 6.60(s,1H), 3.67-3.60(m, 1H), 3.21-3.14(m, 1H),
F
HECID:CH_, 2.94(¥ 2, 6H), 2.14(s,6H)
F
E 1H-NMR(D6-DMSO): 7.09(s,1H), 6.99(t,1H), 6.93(s,1H), 4.13-
Ib-155 Ao g 3.84(m,4H), 2.49(m, 1H), 2.26(s,3H), 2.00(s,3H), 1.68-
I
”j@fs\/kp 1.67(51 < ,6H), 1.38-1.37(% 2, 2H)
H.C CH,
2 1H-NMR(D6-DMSO): 7.32(s,1H), 7.24(s,1H), 4.14-4.05(m,1H),
1b-156 . ;\/9 S\(”‘ﬁ 3.94(s,2H), 3.91-3.82(m, 1H), 2.73(Z % 41,1H), 2.31(s,3H),
S N
J ji;[ 2.15(s,3H), 1.02-0.90(m,4H)
HC CH,
CH, O F _
sk
— . 1H-NMR(D6-DMSO): 7.45-6.96(m,6H), 3.86-3.47(m,8H),
O/\j/” /EN - 3.03(m,2H), 2.16(s,3H)
“'°}=<°H3 1H-NMR(D6-DMSO): 7.54(d,1H), 7.27(d,1H), 4.82(q,2H), 4.17-
N
Ib-158 Foo Syl 4.07(m,1H), 4.02-3.93(m, 1H), 2.32(s,3H), 2.12(s, 3H),
?7,\/3 N e FF
j@[ 2.05(s,3H)
H.C F
[0782]

- 172 -



[0783]

AA 4
Hs

24 dlojg]

Ib-159

IH-NMR(D6-DMSO): 7.34(s,1H), 7.24(s,1H), 4.14-4.05(m,3H),
3.87-3.81(m,1H), 3.20(s,3H), 2.31(s,3H), 2.15(s,3H)

Ib-160

TH-NMR(D6-DMSO): 7.10-7.09(m,2H), 6.25-6.23(m, LH), 5.10-
5.00(m, 1H), 4.03-3.87(m,2H), 2.26(s,3H), 2.05(s,3H), 1.36-
1.33(m,1H), 1.29-1.28(d,3H), 1.01-0.96(m,1H),0.82-0.76(m, 1H),
0.68-0.61(m,2H)

Ib-161

logP(HCOOH)=1.28, logP(341)=2.95

Ib-162

IH-NMR(D6-DMSO): 7.91-7.89(m,2H), 7.72-7.70(m, 1H), 7.57-
7.53(m,1H), 6.94-6.84(m,2H), 3.84-3.72(m,1H), 3.69(s,3H),
3.44-3.32(m,1H), 2.95(% <, 6H), 2.17(s,3H)

Ib-163

1H-NMR(D6-DMSO): 8.87(m, 1H), 8.38(m, 1H), 7.28-
7.26(m, 1H), 7.14-7.12(m, 1H), 6.45(m, 1H), 4.10-3.93(m,2H),
3.63-3.60(m,2H), 3.25(t,2H), 2.29(s,3H), 1.36(m, 1H), 0.78-
0.75(m,2H), 0.63-0.61(m,2H)

Ib-165

1H-NMR(D6-DMSO): 8.30(s, 1H), 7.89-7.88(m, 1H), 6.69(s, 1 H),
4.43-4.29(m,2H), 1.94-1.91(d,2H), 1.39(m,1H), 0.81-0.74(m,4H)

Ib-166

IH-NMR(D6-DMSO0): 7.35(5 &, 1H), 7.17-7.13(m,2H), 4.12-
3.98(m,4H), 3.21-3.16(m,1H), 2.30(s,3H), 2.16-2.09(m,2H),
1.84-1.61(m,4H)
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[0784]
[0785]

[0786]

[0787]

[0788]

[0789]

[0790]

[0791]

s==4

10-2000320

A A ¢
TE 24 dolyg
i3
F o
F 1]
o167 FX/S:@ENW IH-NMR(D6-DMSO): 7.74(s,1H), 7.50( 51 &, 1H), 7.12(s,1H),
c ck"“l 4.24-4.07(m,4H), 3.23-3.14(m, 1H), 2.18-1.59(m,6H)
FOF
~ 5
bo168 SYN\%F 1H-NMR(D6-DMSO): 7.51(d,1H), 7.38(d,1H), 4.62-4.57(m,2H),
- F o]
Pl S 'u 4.26-4.14(m,3H), 4.04-3.94(m,1H), 2.36(s,3H)
HECD:F
ng 1H-NMR(D6-DMSO): 7.31-7.29(m, 1H), 7.20-7.17(m,1H), 5.14-
N £
Ib-169 Fg\/is? % g 5.10(m,1H), 4.12-4.01(m,2H), 3.55-3.49(m,2H), 2.47-
F :@: 2.28(m,2H), 2.30(s,3H), 1.96-1.92(m,2H), 1.39-1.38(d,3H)
HC F
(N o 1H-NMR(D6-DMSO0): 9.51(d,1H), 8.83-8.82(d,1H), 8.73(s,1H),
Ib-170 R ';?\/QF 7.30(s,1H), 7.21(s,1H), 6.75(% S, 2H), 4.06-3.97(m,2H),
T ]@CHE 2.32(s,3H), 2.15(s,3H)
~ 5
. d YNJ‘F 1H-NMR(D6-DMSO0): 7.51(d,1H), 7.38(d,1H), 4.62-4.57(m,2H),
o F ]
Bl k 4.26-4.14(m,3H), 4.04-3.94(m,1H), 2.36(s,3H)
H.C F
Cl
.
= F IH-NMR(D6-DMSO): 7.55(d,1H), 7.31(d,1H), 6.76(s,1H),
o o 'y ( ) (d,1H), 7.31(d,1H) (s,1H)
i i 4.96(q,2H), 4.18-3.95(m,2H), 2.33(s,3H), 1.52-1.45(m,4H)
T X
HC F
CH
N=
T 7% . S’J\?«m 1H-NMR(D6-DMSO): 7.37(s,1H), 7.22(s,1H), 4.12-4.06(m, 1 H),
SN l 3.89-3.82(m,2H), 3.47(s,3H), 2.37(s,3H), 2.29(s,3H), 2.20(s,3H)
H.C CH
CH,
N=
{ e 1H-NMR(D6-DMSO): 7.55(d,1H), 7.53(d,1H), 4.19-4.13(m,1H),
Ib-174 Lo e ’
; s:@Eu 4.00-3.93(m,1H), 3.45(s,3H), 2.38(s,3H), 2.33(s,3H)
HC F
Ak Az s NR ~FER S A% oA 4159 Fo] (em)& F#HTAI don, As ZF=o I
4 HE YET. W& AZe] Agel, o H3, e As 2 29 A FRY Fite] L ERA 7
ek Alse) vuwste] AAE & gt
IH MR 338 552 49 1 NR SHE% A, oabd dubx oz 49 NR 3ol dAE e
EEE
E, B I NR FHEF Zo|, o]5e &v AF, vlAVAR £ we gt 2R d4sie 24 3
e Aol dAA Y 2T W/ EE ELEY 9AE AAT = Q).
| 2/EE B dE W9 Wl FFE AlSe] Halda, 2 ol 1H MRO H5& T4 &u) ¥I, A&
o] DMSO-ds 3 DMSOS] 92 2 B MAF AASH, ol dutHoR PFHor Fe FEE 2h=t)

w4 sgze] QAo AA o
]

4ol v BarHow

oelE YA AA W/EE BEES 5B Az PPl BYHL £ Aok
of "RAHE-AR S Fxstel ¥ ownel Az el AWE Hshizy mgol @
T4 W QlestreC, AD-ABHoIE, el =g 23

Ashe AEtehe Bed A%l dem Frte 3E B

»
E



Stk o Weli ) I NR iHom Aud wel vash §A% geld,

(0792]  Fvl o)F FAESE olWd s-gte) ATEA, $AF 5-%e 2 AEAk 24k A9, At F oolse
Frs ol §-fk GHolM EF AEH MR EH=olA #Ed FUd ojuAE At
[0793] A7 1A Al S shekA 119 shebE, olE 5ol sk 119 §b7] setes s5ee AbeE 5 9l
c}:
[0794] N-H2-SRE-4-Z2FL2-5-[(2,2,2-Eg|&F e 2od)evd [9d}-2,2 2-Ed| EF e Rl gholn| e S Reo|=
(11-4)
F

[0795]
[0796] GC-MS: EI &% (m/z): 373 (2C1) [M]*
[0797] A7) AR Az Ee setd 1119 B, 48 5ol &) set 1119 SgEe S5t AgE &
R
[0798] 2,2, 2-EfERLE2-N-{4-EF22-2-1E-5-[(2,2,2-EHEF 2 d)ad |dd ol Ecln = (111-4)
F
F
F F’YO
Fﬂ\/s]@NH
F CH,
logP(HCOOH): 3.16; logP( %4 ): 3.1; IH-NMR (D6-DMSO, 400 MHz) & ppm 11.05(s, 1H), 7.59(d, 1H),
7.31(d,1H), 3.96(q,2H), 2.17(s,3H
[0799] (d.1H): (q.2H) (s.3H)
[0800] N-{4-B2R-2-F2F-5-[(2,2,2-EFEF2d)=0d]ad}-2,2, 2-EFEF LR Eoln| = (I11-5)
F
Fﬂ\/sj@[
logP(HCOOH): 3.78; 1H-NMR (D6-DMSO, 400 MHz) & ppm 4.17-4.24(m,2H), 7.79(s,1H), 8.01(s, 1H),
11.45(s,1H)
[0801]
[0802] N—H{2,4-1B 22X -5-[(2,2,2-EREF o2 d)Ead]dd}-2,2 2-EEF L2 oA Eotn = (I11-6)
F
F
F Fﬂ\fo
FQVSIINH
Br Br
logP(HCOOH): 3.81; 1H-NMR (D6-DMSO, 400 MHz) & ppm 11.21(s,1H), 7.90(s,1H), 7.56(s,1H),
[0803] 3.99(q,2H)

- 175 -



[0804]

[0805]

[0806]

[0807]

[0808]

[0809]
[0810]

[0811]

[0812]
[0813]

[0814]

SSE3 10-2000320
N-H{2-E2E2A4-FFQ22-5-[(2,2,2-ER|EF o2 ) &Erd |ud}-2,2,2-ET| ZF Q2 ZolM| Eolu| = (I11-7)

F
F FFﬂ\fo
':FJ\/SJCENH
F cl
logP(HCOOH): 3.33; logP( %4 ): 3.11; TH-NMR (D6-DMSO, 400 MHz) 5 ppm 11.39(s,1H), 7.85(d, 1H),
7.76(d, 1H), 4.08(q,2H)

N-{4-F22-2-FFQ22-5-[(2,2,2-ER|EF o2 )& d |ud}-2,2,2-ET| ZF 2 ZolM| Eolu| = (I11-8)

F
F

FFJ\/SIZNH
c F
1ogP(HCOOH): 3.34; logP( 343 ): 3.14; TH-NMR (D6-DMSO, 400 MHz) & ppm 11.47(bs, 1H), 7.85(d,1H),
7.76(d, 1H), 4.09(q,2H)

O

xﬂ

l

N-{4-BE2R-2-F22-5-[(2,2,2-Eg|ZF 02 e )&dd|dd}-2,2,2-EZ EF 22N Eolu| = (T11-9)

O

fﬂ

':FJ\/SIF;VLNH
Br cl

1ogP(HCOOH): 3.46; logP( 34 ): 3.11; TH-NMR (D6-DMSO, 400 MHz) & ppm 11.46(s, 1H), 7.87(d, 1H),
7.82(d,TH), 4.11(q,2H)

o

7] A8 Az Ee 9t Vel B, dF Sol a7 et Vel HEEe S5etd AeE 4 gl

N N'-[C]sdtdr] 2(4-2F 2 2-6-wdulA-3,1-t]d) [H]| (2,2, 2-E ZF L RolA Eoln| =) (IV-2)

F

F o
]@[ i
o
F

logP(HCOOH): 4.0; logP( %43 ): 3.92; 1H-NMR (D6-DMSO, 400 MHz) § ppm 11.04(s,2H), 7.62(d,2H),
7.32(d,2H), 2.19(s,6H)

NN -[C) &3] O] A (4-H 2 5 -g-Z 2 2wl al-3, 1-T] &) 1] 2 (2.2, 0-E 2] Z2 6 2ol Eobn =) (IV-3)

F

e

F

T

logP(HCOOH): 5.42
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[0815]

[0816]
[0817]

[0818]
[0819]

[0820]
[0821]

[0822]
[0823]

[0824]

[0825]

S=50dl 10-2000320

NN'-[Hsdgdr) 24,6~ B2 2lA-3,1-td) [ 2(2,2,2-E2| ZF Q. ZolM| Eolu| =) (IV-4)

|

F
Br Br 'F:>‘\"¢O
HN s’S NH
O)\ﬁll__: Br Br
F

logP(COOH): 5.62; logP( A4 ): 4.49; 1H-NMR (D6-DMSO, 400 MHz) 5 ppm 11.38(s,2H), 8.18(s,2H),
7.77(d,21D)

NN -[HEAU A 2(6-FR2-4-SF 0 29A-3, 1-1Y) ¥ 2(2,2,2-EF ZF 2 ZolH Eoln|=) (IV-5)

F
F
II :
O
F

logP(HCOOH): 4.45; logP( %4 ): 3.81; 1H-NMR (D6-DMSO, 400 MHz) 8 ppm 11.37(s,2ED), 7.88(d,2H),
7.80(d,2H)

logP(HCOOH): 4.60; logP( 241 ): 3.82; 1H-NMR (D6-DMSO, 400 MHz) & ppm 11.44(s 2H), 7.95(d, 2H),
7.83(d,2H)

NN'-[Hedtdn2(4-B e -6-2F 2 2WlAl-3,1-1 D) ¥ 2(2,2,2-Ed & F L 2o Eor| =) (IV-7)

)

F
F Br F o

O
F

logP(HCOOH): 4.76; logP( &4 ): 4.02; 1H-NMR (D6-DMSO, 400 MHz) & ppm 11.44(s,2H), 7.95-7.89
(m,4H)

71 71AE Az S sk Vel sheke, e B0 sh7] kA Vol setEs 5t AHeE 5 ok

IH-NMR (D6-DMSO 400 MHz) 8 ppm 10.98 (s,1H), 7.48 (d,1H), 7.12 (d,1H), 2.15 (s,3H)
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[0826]

[0827]
[0828]

[0829]
[0830]

[0831]
[0832]

[0833]

[0834]
[0835]

[0836]
[0837]

[0838]

2,4-0B2R-5-[(EFEF 2o E)olr e lRles X d S28o|= (V-3)

F
F o
oQ F
Br Br
1H-NMR (D6-DMSO, 400 MHz) 8 ppm 9.20(bs,1H), 8.56(s,1H), 8.36(s, 1H)

4-FRR22-EF -5 [(BEgEFezokd) ot e uidlaxd S2eol= (V-4)

-HRNA-ZFQ 2-5-[(EfEF 2ok obr e ilAdlsxd F2eko]= (V-5)

1H-NMR (D6-DMSO, 400 MHz) 5 ppm 9.38(bs, 1H), 8.00-7.97(m, 1H), 7.68(d, LH)

A7) 1A Al S sheky VIe shekE, dE 5o s ek Vi9] detes

c}:
2,2, 2-Ef|ZF Q2 -N-(4-ZF 9 2-2-vdHd) o}y Eoln = (VI-2)

F
O

F
F
o
F CH,
logP(HCOOH): 2.2; logP( 4 ): 2.19; 1H-NMR (D6-DMSO, 400 MHz) & ppm 10.97(s,1H), 7.28-

7.30(m, 1H), 7.19-7.21(m, 1H), 7.08-7.11(m, 1H), 2.18 (s,3H)
N-(4-B2R-2-F2 29 d)-2,2 2-EZZFQ ZolA|Eoln= (VI-3)
F
F:A\Tﬁo
F
/©:NH
Br Cl

logP(HCOOH): 3.01; logP( &4 ): 2.81; 1H-NMR (D6-DMSO, 400 MHz) & ppm 11.35 (s,1H), 7.92 (d,
1H), 7.65 (dd,1H), 7.45 (d,1H)

N-(2,4-t] B2 R d)-2,2 2-ET| ZF QL ZolA| Eolu| = (VI-4)

logP(HCOOH): 3.10; logP( %4 ): 2.89; 1H-NMR (D6-DMSO, 400 MHz) 5 ppm 11.36(s,1H), 8.04(d, 1H),
7.69(dd, 1H), 7.43(d,1H)
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[0839]

[0840]

[0841]

[0842]
[0843]

[0844]
[0845]

[0846]

[0847]
[0848]

[0849]
[0850]

[0851]

SS=50dl 10-2000320

N-(2-2224-ZF ¢ 274d)-2,2,2-EgZF Q2o Eoln = (VI-5)

logP(HCOOH): 2.46; logP( &4 ): 2.31; 1H-NMR (D6-DMSO, 400 MHz) & ppm 11.29(s, 1H), 7.64(dd, 1F),
7.53(dd, 1H), 7.35-7.30(m, 1H)

N-(4-EF22-2-Z20 21 d)-2,2, 2-EZZT2Q ZolA Eolu|= (VI-6)
O
jou
Cl F
logP(HCOOH): 2.53; logP( 4 ): 2.40; 1H-NMR (D6-DMSO 400 MHz) & ppm 11.29(s,1H), 7.62(dd,1H),
7.55(dd, 1H), 7.37(dd,1H)

mTn
‘zL—n

N-(4-B2R-2-ZZ0 2Hd)-2,2 2-EgZF 0 Zold Eoln= (VI-7)

logP(HCOOH): 2.73; logP( %4 ): 2.51; IH-NMR (D6-DMSO, 400 MHz) & ppm 11.36(s, 1H), 7.74(d, 1H),
7.52-7.46(m,2H)

A7) AR Az PEe B Ko HEE, AF Bl 7 H%H Ko AREL £5

rir
o

1 Ahgd

4
pass
il

4-FRE-2-FFE-5-[(2,2,2-E| EF 2 ) svd o (X-6)

U8t 150 ml 5 N-{4-F22-2-2F 0 2-5-[(2,2,2-Eg| EF 2o Ed)&d]dd)-2,2, 2-Eg EF L ZoH E
ol = 11.0 g (30.9 mmol)S & 100 ml & 4t (96% ¥%) 10.3 ml (186 mmol)e] &olo] XA 78}
Atk ololA, wkg EES &5 stel WA st WA -, §4E x5 FERIMER & % o
o] I EFE AREste] pll 7= A4S, old ofAHo|ER 33 FEsiivt. ¥ 7] e E3F A
Ef o A, SAUEF oM AxAzla, ofdeta, sHAAG. AFE2 A 3= 8.27 ¢
(96% =k=, ol&A9] 99%)& 4 o d/uA EFEEA EFsqeh

logP(HCOOH): 3.02; logP( 544 ): 3.00; IH-NMR (D6-DMSO, 400 MHz) & ppm 7.27(d,1H), 7.04(d,1H),

5.46(bs,2H), 3.85(q,2H)

2-ZF22-5-[(2,2,2-E8)EF o 2oe)&ud]oldd (X-7)

F
FFS\/S\@NHz
cl
1ogP(HCOOH): 3.00; logP( &4 ): 2.95; IH-NMR (D6-DMSO_400 MHz) 5 ppm 7.16(d, 1H), 6.89(d, 1H),
6.68-6.65(m, 1H), 5.48( ¥ & ,2H), 3.89(q,2H); GC-MS: EI % (m/z): 241 (1C]) [M]+
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omn

[0852] 2-

I

to

2-5-[(2,2,2-Eg|EF o2 d)Eud ]old ¥ (X-8)
F
;&S\@NHZ
F

logP(HCOOH): 2.57; logP( &4 ): 2.53; 1H-NMR (D6-DMSO 400 MHz) & ppm 7.01-6.97(m,1H), 6.92-
[0853] 6.89(m,1H), 6.69-6.64(m,1H), 5.31( B & ,2H), 3.82(q,2H); GC-MS: EI A% (m/z): 225 [M]+
08s4] ) A AlZ e sed XaIel HeE, og ol a7l Hed X1 ddEe Fselnd Agw

ATH:

[0855] 1,1'-"=3yd

A A(4-FRE-3-UEZdA) (XXI-2)

.S NO.
X S\(:[ 2

Cl

logP(HHCOOH): 4.58; logP( &4 ): 4.58; 1H-NMR (D6-DMSO, 400 MHz) & ppm 8.29(d,2H), 7.89-
7.86(m,2H), 7.81(d,2H); GC-MS: EI m/z): 376 (2C1) [M]+

[0856] (m,2H) (d,2H) FAF (m/z) (2C) M]

[0857] 1,1'-t=dtdu 2 4-5F7

Fe2-3-yE=ZHA) (XXI-3)

F
logP(HCOOH): 3.83; logP( 4] ): 3.79; 1H-NMR (D6-DMSO, 400 MHz) & ppm 8.32-8.29(m,2H), 8.03-
7.97(m,2H), 7.69-7.63(m,2H); GC-MS: EI A (m/z): 344 [M]+
[0858] (m,2H) (m,2H) (m/z) [M]
[0859] 1,1'-U

J&Agdn| ~(2,4-tF22-5-UEZ ) (XXI-4)

cl cl
I I .S NO
O,N S II 2
cl cl

[0860] logP(HCOOH): 5.69; logP( %4 ): 5.64; TH-NMR (D6-DMSO, 400 MHz) 3 ppm 8.33(s,2H), 8.21(s,2H)
[0861] A7) AAE Az PEE B8 XXI19) 83HE, oE So] dv] st XXI19 }FES FEekd Aed
ATt
[0862] 3,3 -fedrdnl (-2 2obd ™) (XXI1-2)
T
HN s’S\QNHz
cl
logP(HCOOH): 3.84; logP( 34 ): 3.83; TH-NMR (D6-DMSO, 400 MHz) 3 ppm 7.18(d,2H), 6.94(d,2H)
[0863] 6.65-6.62(m,2H), 5.59( ¥ & ,4H); GC-MS: E1 A% (m/z): 316 (2C1) [M]+
[0864] 3,3'-Hsdrdn 2(6-EF 2 2obd ) (XXII-3)

logP(HCOOH): 2.98; logP( 24 ): 2.97; 1H-NMR (D6-DMSO, 400 MHz) § ppm 7.02-6.95(m,2H), 6.95-

[0865] 6.82(m,2H), 6.62-6.57(m,2H), 5.40( ¥ & 4H); GC-MS: E1 A% (m/z): 284 |[M|+
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SEE53d 10-2000320
[0866] 3,3'-gEAudr] A4, 6-t]F 2R d ™) (XXI1-4)
Cl Cl
H Njg[s’s)f\:[NH2
Cl Cl

logP(HCOOH): 5.14; logP( 43 ): 4.95; IH-NMR (D6-DMSO, 400 MHz) & ppm 7.41(s,2H), 6.95(s,2H),

[0867] 5.78( B & ,4H), GC-MS: EI @& (m/z): 386 (4C1) [M]+
[0868] 471 714" Az B speka] XXIVe] sheke, olE S shehy] XXIVE sh7] stE S 5kt AMEE
=
[0869] 1-222-2-Z2 o ZAFRT eIl B oln|= (XXIV-1)
NH2
F CIO
1H-NMR(D6-DMSO) & ppm : 7.84( & ,1H), 7.75( R & ,1H), 5.05-4.86(m,1H), 1.89-1.81(m,1H), 1.69-
[0870] 1.60(m,1H)
[0871] N-(2,2,2-EgZF o 2o|eHh A F2HETI2E ~oln] = (XXIV-2)
0
Q/Z(N%F
H F
F
1H-NMR(D6-DMSO) & ppm: 8.43( ¥ ,1H), 3.92-3.83(m,2H), 3.08-3.07(m,1H), 2.67-2.59(m,1H), 1.79-
[0872] 1.49(m, 7H)
[0873] N-(2,2-0ZF 2 2o|eH AN EF A&7 =22 oln| = (XXIV-3)
0
Oy
H
F
1H-NMR(D6-DMSO) 6 ppm: 8.18(t,1H), 5.97(tt,1H), 3.50-3.40(m,2H), 3.08-3.06(m, 1H), 2.64-2.57(m,1H),
[0874] 1.78-1.45(m, 7H)
[0875] N-(1,1, 1-Eg| EF 02X 2 3-2- A S22 W72 K ~olu| = (XXIV-4)

WXF
(@]

1H-NMR(D6-DMSO) & ppnt: 8.62-8.60(d,1H), 4.62-4.55(m, 1H), 1.63-1.59(m,1H), 1.24-1.23(d,3H), 0.72-

[0876] 0.70(m,4H)
[0877] (3-9849) (4,402 F 2 2y H g d-1-)rel= (XXIV-5)
(e}
x N
| F
N F
1H-NMR(D6-DMSO) & ppm: 8.67-8.66(m,2H), 7.90-7.87(m,1H), 7.51-7.48(m,1H), 3.73(m,2H), 3.42
,2H), 2.06(m,4H

[0878] (10,2H), 2.06(m,4H)
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[0879]

[0880]
[0881]
[0882]
[0883]
[0884]
[0885]

[0886]

[0887]

[0888]

[0889]
[0890]
[0891]
[0892]

[0893]

[0894]

[0895]

[0896]

[0897]

[0898]

[0899]

[0900]

S5=50dl 10-2000320

(2-F22349)4,4-b02F 299 yd-1-d)rel= (XXIV-6)
Cl (@]
N
F
F

1H-NMR(D6-DMSO) & ppm: 7.56-7.53(m, 1H), 7.49-7.41(m,3H), 3.90-3.84(m, 1H), 3.70-3.64(m, 1FD), 3.34-
3.22(m,2H), 2.15-1.90(m,4H)

g}o| &= (Phaedon) A& (PHAECO #F 12])
| oAE 78.0 TN

g Eolue 1.5 SR

1 THFE PAE o &) 4 {3Ae} &3tsta,
F o (BEAF #H7)9MA 2~ (Brassica
sta, AR Fol, AxF BAHY (I =

i stgtee] Aed AAE Zﬂié}ﬂ BES

TEES FIA-IRTE

pekfnensfs))gl ko]
Zdotgotel) e FE5S

7d S, g9 (E ARSIk, 100%E RE SR fFo] AFEEASS ovlstal; 0%s ojug =g
5= A8 AAEEA BskSS or gt
o] AdoM, 4= So, Az AAGRRES F7] FIFELS 500 g/hael HFLENA 1009 ASS

etk 1a-02, Ia-04, [a-05, [a-13, la-14, la-15, la-18,

—

a-19, Ib-02, Ib-10, Ib-11, Ib-14, Ib-16
HEgYFA(Tetranychus) A8, OP-WA (TETRIR 5 A7)
Suj: o} E 78.0 THH

gz Eolue 1.5 SR

WA o &) E fFolA E3sta,
= E dAe 24 HA g (HEZYF
ol (Tetranychus urticae))ol| 23 7ZdH F & (FAE&F2 &7 elX(Phaseolus vulgaris))] §
= Txo &4 3gE AAE

il
A

,‘_:”_
69 Fol, Ad (DF AAAAT. 1008E A7 BE St AEAASS oJvleha; 0% olWE e

8] AEEA Fee ol d,

o] AN, oS B, Al A 37] SFEL 500 g/hadl AEEA 80%9] d5S YERNATEH: a-
09, Ia-17, I1b-04, Ib-05

o] AFA, & 5o, Ax AA 9 7] e 500 g/hadl HFLEFANA 1009 &%5S JeERYTH la-
02, 1a-03, la-05, 1a-07, la-12, la-13, Ia-15, la-18, [a-23, [a-26, 1b-02, Ib-03, Ib-06, Ib-07, Ib-08,
1b-09, Ib-12, Ib-13, Ib-15

2ol =7 AdxFZTYER Meloidogyne incognita) A& (MELGIN)
L olAE 80.0 SR

e B4 e AAE Az 98, 1 BN B4 3RS WAE o gus Ee, sEEe
]
4

871 B, B4 S3Re) g9, Waelwrh Az /4% A ¥ 4R FAZ AL AF F
A7} wolstal, Aol whagch, Wejol, Fo] g,
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[0901]

[0902]

[0903]

[0904]
[0905]

[0906]

[0907]

[0908]
[0909]

[0910]

[0911]

[0912]

[0913]

[0914]

[0915]

[0916]

[0917]

[0918]

[0919]

[0920]
[0921]

[0922]

S550dl 10-2000320
4d Fo, &HF 5% (S 5o FAd &l ZAAsAT. 100%s oW F= AEA FhES
ojmatar; 0% AeE AE e o] 7 miA e dxatel dSshs AS vt

o] AlgolA, oAE B, Ax HAAHZFE 7] HFES 20 ppne] HEENA 90%9] &FS YERNAT:
[a-07

of AldellA, & Sof, Az AAdRNES] 7] het= 20 ppne] AEEIAM 10009 T HERAAGH:
Ib-02

FA4g o} =Y (Lucilia cuprina) (48h)

o
off
H
fil
oty
1
EL
bt
°
12
[\
o
=
o
id
B[\
>
;&
2
-m
;&
i
:10
ru O
=S
i

ok 1on’ @ AT B4 AT AA 0.5 T FHorE AW Frol Raieich. 48A7F o,
1

of A|gellA, & Eol, Ax A 37 FFELS 100 ppm] A -E&EoNA 100%9] &35 YeEhdch: la-
, Ib-11

o] A|golA, & Fol, Alx AAAEZHEH 7] sFES 20 ug / =59 ALENA 8% &S UEM
At 1a-04

o]l AlgellA, o Bol, Az AAde] 317 P& 20 ng / TE HEEIA 10099 &5 e
la-01, Ta-21, Ia-22, Ib-01, Ib-10, Ib-11, Ib-14, Ib-16

9o el e @, AAldelA e Ad §oe et ol AlEsgit:

T4 SR 1 FFLE 9AE GO g0 % f3A EFE (§riRAe) OiEEEels 3 FFN L R
A9 FSANEN B D ofHE 1 FFP)} EFeha, §9 B Aol BHtE FEL 543

52
nal

ALl AY (BlEHYF2 2 Flol)

19 o, HIE BT A2 Agdtel, ABS FEF Jo) B4 SGE AANE Bhshs ¥R BRa, o
Aol SIAAAT. 79 Fol, Agel ErE ARSAT.  1008E BE Aol ARAASL Jnleh; 0
ofm g Qg KA BereS olvie,

o] Ao, oF o], Ax AAHY 7] FFES 100 ppnd] ZA 3FTE FToA 100%e] E5E e

la-21, Ta-01, Ib-11, Ib-01, Ta-06, Ia-14, Ta-15, Ib-14, Ta-20, Ta-25, Ia-19, Ib-16 % Ib-10

3 o gAEY AlY (&Hzxe} d =222 (Aulacophora femoralis))

mo
tﬁ
i
0%
S
2

eo] Q& AAT FwEe] AP g Wl AAAZ L, olojM FI-AENAT. oM, o
2 7% @Sl el gelmEd ABEs GFoE ANL FAsY Cad AUSAs. o8 250N
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[0923]

[0924]

[0925]
[0926]
[0927]
[0928]

[0929]

[0930]

[0931]

[0932]

[0933]
[0934]

[0935]

[0936]

[0937]

[0938]

[0939]

[0940]

[0941]
[0942]

[0943]

[0944]

S550dl 10-2000320

I, &3 (0E AAskle. 100%= 2E 9P 50 AFEEAES ovlshar 0% ojw g wAd
g Fee A8 ArEHA RS o

of AlgellA, dlE 5of, Alx A9 87| ke 500 ppme] 24 3gHE FImollA 100%°]

fol
ofr
tlo
o
Suj
=

la-21, Ib-11, Ib-01, Ib-14, Ib-16 = Ib-10
FAF~ n32EF 2~ - 31X A]g (BOOPMI X))

AE B8 A Aoy (REFEA 03222 2) 338 ~E (Parkhurst) 75, SP-UA

2744 k= 10 mgs HHlE EFAI= 0.5 ml Tl &M, AE AAE A=xsty] As), 24 = &

Hol| g, 8-1ovtElel A FE
A

% 2 2
nAaREF2)E Fol e F7F FE UE &3 FEE G4 AR AA Wz A7, RE JA=TE
ks A STk, AATF AR e, F=rE FehaE tq Jle] dE taa A olsAlrla, 7]|Fx
sl

[}

| Ao, dE 59, Ax AAd9 317] FFES 100 ppme] HEENAH 10092 &5S vehpSth:
189, Ib-115, Ib-33

AFE VARESFE - FAE ARG (BOOPMT A

&3 AAS Axsr] Y, S BEE 10 mgS v 0.5 ml Foll EfA7aL, FES
Ak FrEz g4

o

o,

12 sukele]l FEE AA 9 & AEY] (FUTA PAREF2) 2R 2 FAbskg

% ﬂ'l:l = 1 u

o BES O U2 &7)3, 7)Aol oA &X5k3ct.

e 79 Foll TS F= Ao il Frksisivk. FAo] F-ENH JpAjF oA e &2 oF 429 $9
2 B8R 7)15-Ao] Mululd et 100%e] %L oud W% HE AT A Fgss
ojmataL; 0%e Ee %ol FAHEASS orgtt.

of AlgelA, s 5°1, Az AAde] s47] e 20 ng / T2 AEEANA 10009 EeS HERAAG
la-01, Ia-115, Ia-116, Ia-118, la-120, la-13, la-189, 1a-206, la-21, la-22, la-27, la-34, la-39, la-
44, 1a-50, la-66, 1a-80, Ib-01, I1b-02, Ib-03, Ib-07, Ib-10, Ib-108, Ib-11, Ib-115, Ib-12, Ib-14, Ib-
14, Ib-16, Ib-17, Ib-18, Ib-19, Ib-20, I1b-33, I1b-35, 1b-38, Ib-40, Ib-47, Ib-48, Ib-58, Ib-59, Ib-68,
1b-85

of AlgelA, & Eof, Ax A 7] a2 20 ng / F= AHEEANA 90%¢] S-S U
Ib-44

of AldellA, & o, Alx A9 7] IS 20 ng / = AEENM 80%°] Ees HERAAG:
la-04, Ib-24, Ib-89

FH o} FEE]AM o] (Cooperia curticei) A& (COOPCU)
£ gud SZA=

4 sirEel AFe AAZ Az A8, B4 SRR 10 ngd UHE HEAE 05019 EREL, BHE
2 "gA e gl BAet: FER 54T,

Mo BE B4 BFE AN GRS S/ oF dovhelel AFR 5 (Felol T2elAol)e] |

8
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[0945]

[0946]

[0947]
[0948]

[0949]

[0950]

[0951]

[0952]

[0953]
[0954]
[0955]
[0956]
[0957]
[0958]

[0959]

[0960]

[0961]

[0962]

[0963]

[0964]
[0965]
[0966]
[0967]
[0968]

[0969]

[0970]

5 Foll, Abd (B AAsII. 1000 BEE 50l AFEEAEE Vst 0% ow e fEs AFEEA

_OJ
>
o
=2
_
2
Ll
urt

, Az AAjde] 8] shehES 100 ppmo] AE-EONA 100%°] Ees YERAATH Ta-

2 sgEe A AAS Axsh] s, &4 e 10 mgs HHlE FAIE 0.5 nlek R, s5=
KR

4
o BAse FEE 34T

oF 20viElel 5% F A4 Hd (£Aol FEAWY L1 45 B B1v] % BAGE sE B4 HHE
kel

)& AT, 100%s EE ol AFEESS Svlstal; 0% o

o
o
o
i
r>~l
>
g

of A, dlE 5o, Ax Al s8] e 100 ppme] A&EA 100%2] &5 HehlAT: la-
21, Ib-11

o] AldellA, dE 5o, Alx A9 7] =2 100 ppme] A-&-FEolA 90%e] &5S Vet Ta-13
o] AjgoA, o= Eo], Ax AN 7] 3}gEL 100 ppne] Z-&ENA 80%2 &S YEFHATH: 1b-02
w2 H ZA]F}ol| (Myzus persicae) — % A& (MYZUPE)

Sl ofAlE 78 FTHEH

Bgol & AGE (F2 A=A BE WAl o8 PR ME (kAT A7 A ] Guke] A
e wmol B4 PR AAS Brehan

69 Fol, &3 (DF APHAT. 1006 o714 BE AGEo] AEHUSS ;0% oW ARE
% A8 AEEA ggked v,

o] AjgoA, o= Eof, Ax AAdY 317 FFES 500g/had] AHELEoNA 100%2] &3S Yeludd: la-
206, 1a-228, Ib-44

of AlgellA, olE 5of, A= HAAlde &7] 35&2 500g/hadl A&l 90%2] &3S Yediltt: Ta-34,
[a-116, Ib-123

of AlelA, =

il

of, Az AAlele] 8t7] s}ehE2 100g/hadl H-&-EollA 80%e] &¥E BolEth: [b-42
voll = sFotelofel -

|j: ofA|E 78.0 THH

- A% (PHAECO)

e

A,
WlF (Repg) AT ) el dutel BAs wEe B4 AR AAE BRei, AxA7 Fol, Az 93
M (ol mFdolelola) ] §52 A st



[0971]

[0972]

[0973]

[0974]
[0975]
[0976]
[0977]

[0978]

[0979]

[0980]

[0981]

[0982]

I, &3 (0E AAskle. 100%= 2E 9P 50 AFEEAES ovlshar 0% ojw g wAd
g 5= A8 APEEA F%ee v

o] AlgellA, dlE 5o, Ax A9 7] gFES 500g/hael H-EEA 100%°] E2E YERRATE: Ta-
02, Ta-04, Ta-05, Ta-13, la-14, la-15, Ia-18, Ia-19, la-27, la-28, la-29, [a-31, [a-35, [a-36, la-38,
la-45, la-78, Ia-79, la-115, Ia-118, Ila-121, Ia-135, [a-139, Ia-149, la-162, Ia-191, Ia-202, Ia-209,
[a-229, Ib-02, Ib-10, Ib-11, Ib-14, Ib-16, Ib-17, Ib-20, Ib-20, Ib-27, Ib-39, I1b-43, Ib-44, Ib-56, Ib-
57, Ib-68, Ib-78, Ib-83, Ib-101, Ib-110, Ib-111, Ib-115

o] A|FoA, B S0, A A 517] 3TFEL 500g/ha] HEFolA 83%e] &S YeERATH: 1a-33,
1a-92, 1a-130, la-134, Ia-171, 1a-204, 1a-207, 1a-210, Ib-18, Ib-30, I1b-108, [b-137, Ib-143

HEZYF A =27l - 5% A9, P-4 (TETRUR)
|l o}AE 78.0 TN

g Eolue 1.5 SR

1=}
n
, A BEE 1 SRS WAE ol & B fskAlet Edska,

ool wE WA Sla dAE F A (HASFA Brhes)e du

2k

69 Fol, &3 (T AGAAT. 1006 ZE Aot ARHANSS RISk ki olWE AgolE 0
[e)

o] AlgolA, & o], Ax AAd9 3§17 3FES 500 g/haol HEENAM 100%2] &S JERAATH la-
01, Ta-02, Ia-03, Ia-04, Ia-05, la-06, la-07, la-08, la-11, la-12, la-13, la-14, la-15, la-16, [a-18,
[a-19, Ta-20, la-21, la-22, Ia-23, la-25, la-26, la-27, Ia-28, Ia-29, Ia-30, Ia-31, Ia-32, I1a-33, Ia-
34, Ta-35, la-36, la-37, 1a-38, la-39, la-40, Ia-41, la-42, la-43, la-44, la-46, la-47, Ia-48, Ta-49,
[a-50, Ia-51, Ia-52, Ia-53, la-54, Ia-55, Ia-56, la-57, Ia-60, Ia-61, la-64, la-65, Ia-66, la-67, la-
69, la-70, la-71, la-72, la-73, la-74, la-75, la-76, la-77, la-78, l1a-79, [a-80, Ia-81, Ia-82, [a-83,
la-84, Ia-85, Ia-86, la-87, [a-89, I[a-93, Ia-94, Ia-95, [a-96, I1a-97, [a-98, [a-99, Ia-100, Ia-115,
la-116, Ia-119, Ila-120, la-121, la-122, la-123, la-124, la-125, la-126, Ila-127, Ia-129, Ia-130, Ia-
131, Ta-132, Ia-133, Ta-134, Ia-135, Ta-136, la-138, Ia-139, la-140, Ta-141, Ia-141, Ia-143, la-144,
la-145, la-146, la-147, la-148, Ta-150, Ia-151, Ia-152, Ia-153, Ia-156, la-158, Ila-161, la-162, Ila-
163, la-165, la-166, Ia-187, [a-188, Ia-189, Ila-191, Ia-193, la-194, Ia-195, Ia-197, Ia-201, Ia-202,
la-203, Ia-205, Ia-206, Ia-207, Ia-208, Ia-209, Ia-210, Ia-211, Ia-213, la-214, la-217, la-221, Ila-
222, la-224, la-225, la-226, la—-227, 1a-230, [a-233, l1a-234, [a-236, 1a-238, la-239, I[a-242, la-247,
la-249, la-272, la-275, 1a-276, I1b-02, Ib-03, Ib-06, Ib-07, Ib-08, Ib-09, Ib-10, Ib-11, Ib-12, Ib-13,
Ib-14, Ib-15, Ib-16, Ib-17, Ib-19, Ib-20, Ib-21, Ib-22, Ib-24, Ib-25, Ib-26, Ib-27, 1b-28, I1b-29, Ib-
30, Ib-31, Ib-32, Ib-33, Ib-34, Ib-35, Ib-36, Ib-37, 1b-38, I1b-39, Ib-40, Ib-42, Ib-43, Ib-45, I1b-46,
Ib-47, 1b-48, Ib-49, Ib-50, Ib-51, Ib-52, Ib-53, Ib-56, Ib-57, Ib-58, Ib-59, Ib-61, Ib-62, Ib-63, Ib-
64, Ib-65, Ib-68, Ib-69, Ib-71, Ib-72, Ib-75, Ib-76, Ib-78, I1b-79, Ib-80, Ib-81, Ib-82, Ib-83, I1b-84,
Ib-85, Ib-86, Ib-87, Ib-88, Ib-89, Ib-90, I1b-92, Ib-93, 1b-94, Ib-95, Ib-97, Ib-98, Ib-99, Ib-100, Ib-
108, I1b-109, Ib-110, Ib-112, Ib-113, Ib-114, Ib-115, Ib-117, Ib-118, Ib-119, Ib-120, Ib-121, Ib-123,
Ib-125, Ib-126, Ib-127, Ib-129, Ib-130, Ib-131, Ib-132, Ib-135, Ib-137, Ib-138, Ib-139, Ib-140, Ib-
141, Ib-148, Ib-151, Ib-160, Ib-169, Ib-174

o] AlgollA, d& Eof, Ax AAld9] s7] FES 500 g/hadl AE&ENA 90%°] &S YERAUTH: la-
59, la-62, Ia-63, Ia-68, Ia-83, Ia-88, Ia-91, Ia-92, Ia-101, Ia-102, Ia-103, Ia-104, Ia-105, Ia-106,
[a-107, la-117, Ia-118, Ia-128, Ia-149, Ia-155, Ia-159, Ia-160, Ia-167, Ia-168, Ia-169, Ia-171, Ia-
172, la-173, la-175, la-176, la-177, la-178, 1a-180, Ia-190, Ia-192, Ia-196, la-204, Ia-205, Ia-212,
la-215, la-216, [a-218, Ia-219, Ia-220, la-223, Ia-228, la-229, la-231, la-232, la-235, la-237, la-
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[0983]

[0984]
[0985]
[0986]
[0987]
[0988]

[0989]

[0990]

[0991]

[0992]
[0993]

[0994]

S550dl 10-2000320

240, la—-241, la-243, la-244, la-245, la—248, la—250, Ia-251, Ia-252, Ia-253, la—254, la—255, Ia-256,
la-257, Ta-258, Ta-259, 1a-260, la-261, la-262, la-263, la-264, Ia-265, la-266, la-267, [a-268, la-
269, la-270, Ta-278, 1b-01, Ib-23, Ib-41, Ib-54, Ib-60, Ib-66, Ib-67, 1b-73, Ib-74, Ib-77, 1b-91, Ib-
96, Ib-101, Ib-102, Ib-103, Ib-104, Ib-111, Ib-116, Ib-122, Ib-124, 1b-128, I1b-133, I1b-134, Ib-136,
Ib-142, 1b-143, Ib-144, Ib-145, Ib-146, I1b-147, I1b-149, I1b-150, Ib-152, Ib-153, Ib-154, Ib-155, Ib-
156, Ib-157, 1b-158, Ib-166, I1b-167, Ib-172

of AlgellM, dE o1, Ax A9l 7] Sg=2 500 g/hadl HEECM 80%e] ET
09, la-17, la-45, 1a-90, 1a-108, la-109, 1b-04, 1b-05, I1b-18

< HEhiiy: Ta-

o] AlgelA, o& B0, #AF AAle 7] 5EL 100g/hae] AE&FlA 100%2] &5
of AlgelA, el& =of, Alx AAde] 7] SHaE 100g/hal A8l 90%9] &
B Eg s S2E k] - B3 AE, 0P-WA (TETRUR)

& YERAT: Ta-58
< YERAAT: Ta-181

24 AN ggel (AESUTE FEEtS BE @A o Al 498 F AR (AT
= wo] g4 e AAS Brsozn Hasct.

7d SO, &Y (0)E AAIAT.  100%E BE A
3

)
Ak
[>
2
g
0
ofr
o
s
off

o

N7F A2 E S-S ometar; 0%E olHd ASofx A

of AlgelA, d& = 52 100 ppme] AEEA 90%2 TS YEWATH Ib-44
< YERAT: 1b-168

< YERAT: Ib-159

o]
of AldellA, dlE 5o, Alx AAlde] 8] sHgEE 20 ppme] A-E-EA 100%9] &5
o]

ol AlgellA, dE 5o, Az a9 3t7] shgh=2 20 ppme] A -E-FolA 80%°] &
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