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S=50dl 10-0866463

AgHolt,  gulk obAEUEDeln @7)E Ag3A e wpgel wigrdsit. dgMow, opMEUEY
S7h AgEE Aot Q7] 0 Fuv) BE a7eA gk ddd@ dHe opEUEY T4 st
4 a7e] BHRE EFAPORA FUAT.  olofA], ARAS Ak Baol Azl AH A7k, olofA
vhgo] S W 7 EHRS mEAS SRl fAG o wg SEE APHOR 20 T WA oA
EUEDS] wgelu, W ALE AYAOZ 2 AT vwelth. oA W vAv ¥ 97, dAdd $
AFER, FASUER B, EE §7] @7, o0 oAEMPEFOR FHAAG. BH 38 sy
159 BFBS AR, FF L FRE MRS FAAA AR oz veld & v

o=, R'e] Br wi C191 3484 459 &g
sl CQL Fek 459] gl 5 =
i Aean A7 Aoz Axd S oolvh. o wiew, ek 450 T SR Fol R
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R'o] Cl = Brol 3heh4) 459) &3k 8ghE-e oln] JlAe vlsh ol 43k deka a79] gt HFgu R

R0l OCHCR,S) 84 dhe] sgEslzmase woa 23¢ o&d oz Axd 4 g, A7)

WolA, WA 220 UERd @Al thalel, shek] 479] st siehd 4ge] sigtEm AEAAT. ol
B AENLge whe 2Ae WA 21004 sek 459 FiHEel A 469) HFgTre] AN o)

s
Lo
1>
i
oo
lo
S
%
o

S ool A7) EAlStel dASAl CFiCHLg (49)9F HFADo=A FASAA 5312 509
SEEs IATH. HASpAl 49904, Leg= A wkE ojdy], dd =2 (dE W, Br, D),
0S(0)sCHy (MIEEMO1E), 0S(0),CFs, 0S(0),Ph-p-CH; (p-EFEREVOIE) Fola; wgEFo|Ert 453t

A Zg3ch, o] Wb 1 FEF o] Y] EAst] FaEL.  AFE AvldlE Fr] 47, dd &7
w4 (A& B9, 2F, YEF T ZF)9 @t 2 FaskE, 9 §7] 971, d7ad Egelgelnl, tfola
Tz Fo|dolwl LU 1 8-T]olRRA|ZZ[5.4.0]8|F-7-4lo] ¥3tect, WS dulx oz fuf Fo|A F3P5
3L, frols 43E, oAU WeE 2 o A2z I3k, dAY gEFEEue, Weks S o AY A
A, E5d 2 SE2ENA, JHZ, o7 HEGS =R e, WS4 v &, o7 opMEYEZ
NN-OHE Lol = o] 39 4 o}, <3 9 4 vty Suirt 7] |79 A ALgshr]ol 4
eteh. AVIEA ] erbdE 9 gulEA e ol EUEZH.] uighAsitt. o] Rk dwkH{ o oF (0 YA
150 ColA, 718 dFHo=2e= A& WA 100 CoAlA €. 338k 509 B4ES T 7I&, d7d F
=2 9eE & At 0101*1, HES-A 199 A 9] B}ekA] 4004 3haha] Af 2] el tis] o]n] 7lAlH WEo

2 88t 509 ol 2v|2E shehy 4ne] A=Rudo ARAY F 9
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whg4] 23
O HO CFyCHA0,
H:‘Zj\cozlzu N/\ ) CO,RI3 7?\@ R14
2 CF3CH2Lg N 2
@/RIZ LI P RI12 .
N N |
48

CIC ll]

50 R
of 28] Zofl ]
Aoz Ag mr9= Ha
o714, R82 CC4 ¥Zola, Lg= olEI]Y

a5 479) BB WA 20] ShEE vhg Lol ALY 419 AT (WA 0)2WE AXF F Ak,

o]
wrs-2l 24
HyN

2

N
RrI12
= A
- RBoccn-crcorB 4

N 51

A7) A, 97 R & EAsel S8t 419) S =2 sgee skt 519 R (FridolE o~
= )3 AEAY. A7) GrlE A9H
o
te

HZ &= 1=, ) = o
2 w55 dFAE o, 9Ad UEF vEAE, ZF ASAE, YEF dSAE, ZF JSAE, ZFE tert-H
EAE, 2E tert-FHAE Foltk. ke 519 sgtEe dal 9718 0.5 23, wEHSAIE 0.9 W
A 1.3 FFoz ARgEloF gk, 1.0 B 23, wEHsAIE 1.0 WA 1.3 33k 5184 1089 shgtEo] At
Hofof drh. =S4 FAE FE =4 WA #7] &, did A, oMHEYUEL, HEZ S| ERF,

=~
NN-Or g RS e, Urd £EAE 5 AT 5 Aok wEA gule o

ghgolt}, Fulgo]lE T Ly do]E oAHE
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tA stk 7] wkee dPHow gl FolA skek 1089 shetE JJr 03715 THFeEA sPEY. A
7] Ees v 2R 7t Ee A = 9o, shehy 989 shetes ARl AA A7 4 dln
AEARJ] W 2522 0 T WA AR Bl e, Rbg& ti7Ih Z3olA Fasto] &l nds <
ZRAA g vk oF 30 WA 90 Co] v AWk o R migrHsity. H7F AR A dde] o FolA= whE
S = Q) AdEAL H7F AR 152 A 2 AlRrelvh. Ao kg 2= 8L H7F AR Bhek 98 B
sheba 519 Bgtme] Aol weh vgeFsirt. HIF Foll, v EdEs WS 2RolA § s #A4E 5 9
o WS el wEh, 89 A AR 0 WA 2 AR = v AEA]] A AR 10 WA 60
woltk.  ololA, 71 Ak, A oMMEA &, E= F] AF, Gdd A, @A S AR ke v

SAshs SR ek 479 setes FAAIA sAE B, it 24
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F
b4 4iol dEAQ ke Ao AL wed 250 mAHe] gtk seha 539 Tlvdonald AR
o el = 5154 309] A& S=ebrlel wkgel ola ek 54e] WehEe] FAHRY. WP R(c) A3
2w gRede] xguE, 2,2, -EalETeRdde] 53 vyt S84 549) o smEt
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A2l Aol WA 299 m=AIEo] k. gt 679 F{ES 2,5-TH A
25t 88kl 69e] W Zo] ol & 709 LEE =t Aolx= W2 (6

Jo]-3tA (Vilsmeier-Haack) ¥29U3} Z7A, oA N N-fuExEoln=
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R7b o-slejeidoln 9% wele] Aol e sheha J-s3t welstel, steta doe) 54 FvidnE el
do] whgA 300 EAIEO] Stk &EhA] 729] SjHEQ]l -ERE-2-owdEde FAE FFEoltt (&
1[J. Heterocycl. Chem. 1987, 24(5), 1313-16] =x). 3}gha] 71¢] 2-olmmy]gd o 25 E 313E 722 A
3t WS Aol BE, LEE-FE, didt ¥ FHEE gnivh gEc. dud dgEe ws
21 299 71AE durA Rl e el Tt
wHg-4 30
0. OMe
= 1) -BuCOCI s a Me
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SS=50dl 10-0866463

R'71 o = 2-HEdela JE 2y 2-9Ad F&d sk J-99F sy, st 4q9] HE Abe] F
gl ‘i}%@ 20 EATEO] k. FAAL w32 316 diE] ZIAlE dRbAQl Wl whep ST,
vrs-4) 32
Ph@OzNHz /\ CO,E
PN —_— >
wmo //\ PPh3
a
= | /so21>h “
= N TBAF
—_—
BO
Lo O, .

slstal 4re] 9 E 4be] §hAdo] WhgA 330 mAIF O] Qluh.  #3H4] 859] o, B-EX T o~HES p-EUEY
doe o] mAlolY = (TosMIC)9Fe] Whg-o 2 3)st2 862 w&Eo| dojxi, Ad F3oz FH([Xu, Z. et al,
J. Org. Chem., 1988, 63, 5031-5041]1< #mstch. 2}t 862 323 224 R(d)-Lg (o714, Lg= 4
7] AolE npel 72 olgr|e)te] whs & slidol & &4 4re] I E4ko] Ao},

vrs4) 33

R5(c)

R3(c)
5
5 = -Le =
EONGZ N TosMIC wn DR@Le N—R5(d)
CO,Et R
= 2) NaOH ==
EtO 3) HCI HO,

85 2
86 4r

R7h A% sy we A8 2920y 02Q) ek J-69 Belslel, 84 459 9 be] Aol WA 35
so] Qvk. @A W 330) vha A" LAl el mek A,

Rr12
=
R12 , 1)R 1G
“ TosMIC _
“ | P > NH 2)NaOH —RI1
oE: — 3)HCI
EO
87 a8
stekal 19 FFES AFxs7] A8 271 71AE I Al 2 9kg 2L Al EASE B 3719
S3E F PSS ARG, o3 ooA, A BHI/EHT £A e A7) Aodde] =YL 545
EANES 38 A8 22T Aoy, HE7]Y AME 2 A8 5k e ddAte A waE Aot (oA
EM, E3[Greene, T. W.; Wuts, P. G. M. Protective Groups in Organic Synthesis, 2nd ed.; Wiley: New
York, 1991] #Zx). FdAE, dF A%, A w-g2e] =AE nie} o] 2349 AlkS T3 Fo, A
ABHAl 7148k & F7F &4 A SAIE FelEte] e 19 sgtEe A4S HEste Ao d4Hd
T J&S AAFE Aotk AR E3 sl 19 FES Axs] A AAE B SAZ oguiEE A
olelo] F=AZ 7] WkEAd EAHE GAE xFste] Fadske Aol IFAd 4 JS5S AT Ao

of AAE B 19 BFE L F1AL
99 9 B4 BEeE AAAL et S ABE



<264>

<265>

<266>

<267>

<268>

<269>

<270>

271>

<272>

<273>

274>

<275>

<276>

<L277>

<278>

=55] 10-0866463

o

(W 2zeiEads g §u) EgEdA Et de Uyl gt 492 Asjeat

&
A31g vl BBl U ¥ L HAEE DY ElA @ @ $uF % Puselth. HNR AHEYE

= 5 T
HEZHEddo 7Ry eI ppno® YEUH; st 9dM, dE olFA, t& AFA, & AFA, ne
A, ddE o]F o]FA, dte AF o]F A, br s& Y2 @AdA, br dE HL o|F Aot}

g A q

<AAld 1>
N-[2-md-6-[[A-HEoE)otn| e d | d]-4-(EgEF 2 2rEAD Wl =oln| =] A|x
A A 3-HE-N-(I-H g d)-2-HEZMAeFoln| =] Ax

0 CAAA tZ==2de 60 ml = o]AZ 2oyl (13 ml, 155 mmol)] &M t|FZ2dE 60 ml & 3-HE-2-
UEZHAeTd F2gtole= &9 (E3[Courtin, A. Helv. Chim. Acta, 1976, 59, 379-3871<& uwle} A|%3}%)
[e]
o

$) 5.3 g& H7FsIATE. WS EFES Ao 2A7F Bk mwwtelltk.  BS H7lekd] %% &
F71EE Axdtn (FAVER), e BFALE A =72 AARY. IFES A F 20-40%9] oE
olAElo]ES fE|doz A gsle Tt A A2vtEay (WPLO)Z AASte] FA 33E 4.3 g& 4 1
FE7 Y

" NMR (CDCls) §1.12 (d.6H). 2.39 (s,1H), 3.56 (m,1H), 4.65 (br d,1H), 7.54 (m,2H), 7.91 (dd,1H).

A B: 2-oln]--3-mEl-N-(1-H = o e) i Fl g Eoln] = o] A%

A ARFE 9 EAF 4,13 ¢ BA&A 109 ZEEF 0.25 g9 £ e 150 mlE HUFsrech. €S &3
BS 4 7)7Etel 3¢ B¢t wutagitt. EFES AgolEE X3 oysta, &S A FUUE AA
slo] B4 3= 3.65 g2 24 od7 AT},

HONR (CDCl3) 61.03 (d,6H), 2.21 (s,1H), 3.60 (m,1H), 4.57 (br d,1H), 4.86 (br s,2H), 6.73 (dd,1H),
7.24 (d,1H), 7.64 (d,1H).
A C: N-[2-wE-6-[[(A-dEge)oln - |=xd|dd]|-4-(EE]3

FEEXEE 5l T @A BEFHO =2 0.30 g (1.4 mmol)el € 0

g ZF2Fo|= 0.27 ml (1.7 mmo)E H7FSIAT. ®ES &
5AIZF Bt 85 AR g, whe 3RS Heow
YEH), s, I =4S 3 S ]
25%] o9 ofAHO|EE AME) R AAISte]
FHE WA agEE dA

ﬂllH

Al =0l = 0] Al

0.28 ml (3.5 mmol) ¥ 4-(EgZFLE
Mg A2olA A wgkebar, 1tk
of IN HCIZ MHsta, pzsta (34t

FES WPLC (&Edog dit 5 5 A
st A 3EE 0.10 g2 104 WA 107 CollA &

'HNR (CDCly) §0.99 (d,6H), 2.36 (s,1H), 3.32 (m,1H), 4.07 (br d,1H), 7.35 (m,3H), 7.56 (d,1H), 7.89
(d,1H), 8.05 (d,2H), 8.78 (br s, 1H).

<Al 2>

2-[[[1-(3-F22-2-vgud)-3-(Eg ZF e 2w e)-1l-¥2}E-5-d | & Fd o} ] -3-H D-N-(1-v Do &) ¥l
_Z_o|:u E:]O A =%

SHA A 3-FRE-0-[3-(EgZTZ o 2uel)-1H-vgtE-1-d |92 9] Az

T NN-»HE 2 Eolm= (300 ml) F 2,3-"Z=292d (99.0 g, 0.67 mol)I -EFPZFo=vyd =
(83 g, 0.61 mol)9] &3Eo] ©AZE (166.0 g, 1.2 mol)S H7tebar, 1 ofg wke EFES 48417kl Z A
110 WA 125 C=2 7Fgetiet. whs E2S 100 T2 JYgstar, Aol (53 A
23 ogste] 1P ES AASHE. NN-UrgdxSoln= 9 3}3F9) E]ELEEJJE]
AAsATE.  zHtelA (¥]A 139 WA 141 C, 7 mm) BAES SFHste] o= 7
g ez A

>
=
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' NYR (CDCly) §6.78 (s,1H), 7.36 (t,1H), 7.93 (d,1H), 8.15 (s,1H), 8.45 (d,1H).

A B: 2l 1-3-F2w-2-v2td)-3-(EeEF o 2| 8)-1H-9]e}E-5-= 90| ES] A%

=78 Cold HEHI=2FH 25 ml F o|AZ2FZolyl (2.5 ml, 30 mmol) & A F n-FEHF 2.5 0 &
4 7.1 ml (18 mol)E A7}ttt o] &AE -78 TolA HEZHS=EFT 50 ml 5 -FTE2E-2-[3-(EZE
FoRve)-1l-TeE-1-d 19 d (5, @A AZRE S ZAE) & Azets Fate]l Hubeslth wke
=0l XMoo uiANT. 1567 Foll, HEZSEEFT 20 nlE FVIE ARSI, oAbstEE 5
& o] §dof MEGETE. @A Mo] AlEpHTE. 158 Fofl Wb EFES oJFsta, oJFA Qo RHE 3
A iz s AASAY.  ZFES duHEs Edte] A FFE 4.53 g2 WA uFPEE
[e3]

o Mr o

I NYR (D0) 6§7.08 (s,1H), 7.72 (dd,1h), 8.24 (dd,1h), 8.55 (dd,1h).

A C: 1-B-F22-2-Jfd)-3-(EgFF e 2re)-10-H &} FH-5-EF4ke] Ax

pH 6 &FA (£ 100 ml F AAO|FAYUEF 1.2 g (10 mmol)S &3|A1713L 1 N9 AV EF 11.2 mlE H
7¥atel A Z8k94) 100 mlel Al BEFE BAE 3.52 g (11.1 mol)S H7kaholch. o §o8 WzolA
WZA7]aL, old oRAEIO]E 75 ml & N—ﬁii%ﬂﬂulz 1.48 g (11.1 mmol)& ZH7F8kSich. 308 Fol
wEEAY. #§715S Axsta (RIVER), $vE W FUE AASY. AFREC Adseas A
of ko] A7 ST 0%42“21%%'—151 3d vz e AAASte]l FAl StE 2.84 ¢
A

MR (CDCl3) 67.45 (s,1H), 7.58 (dd,1h), 8.01 (dd,1h), 8.58 (dd,1h).

SA D: 3-HE-N-(I-w| "ol g)-2-HEz Wl =ojn]=o] A%

OF==2dE 25 nl T 3-wWE-2-yE=2ZWZ4F (2.00 g, 11.0 mmol) % Egjoldoldl (1.22 g, 12.1 mmol)2]
|AqE 10 CTZ WZstt. dE SRR 0|EE AR HUbsle] 1y HAAES JASSY. 308
BoF E3ES wNket & o]Ax 2 doldl (0.94 g, 16.0 mmol)S F7IsI #d £9& AR wHE &
FES FIIR IAE 59 wRksta Eof] a1 g oA o] =3tk 77 FEES B2 AFHEA,
Pmtadlgor HAxstal, Aol Sste]l HA3stE FIHAl 1.96 g2 126 WA 128 TolA &85 = WA
IPER AT

I NYR (CDC13) &61.24 (d,6H), 2.38 (s,3H), 4.22 (m,1H), 5.80 (br s,1H), 7.4 (m,3H).

A E: 2-o}n-3-wE-N-(1-w g el =oln =9 A%

oA D] 2-yE=M=olu]= (1. 70 g 7.6 mmol)Z 345 kPa (50 psi)ollA ol&h-& 40 ml FolA ©Aait 5% &
gt o Fagsigitt. F4Y F7F TRENS W, WEES AuolE(SFH Ax) ABAd FIAIA of
st Aol E(SE A& OﬂEﬂE?L RIESES A= 0%44‘%‘3 Ztstel SEAA FA SFE 1.41 g5 149 W
X] 151 Coﬂ’q 0’8‘ ]T: Lag :/\AE]'-

HONR (CDCl3) 61.24 (dd,6H), 2.16 (s,3H), 4.25 (m,1H), 5.54 (br s,2H), 5.85 (br s,1H), 6.59 (t,1H),
7.13 (d,1H), 7.17 (d,1H).

A 2-[[[1-3-2 2 =-2-9qud)-3-(EEFe e d)-1H-9e}F5-5-A | =¥ d |opn] = |-3-w&-N-(1-H &

F:
gl =or]=o] Ax

gz ade 70 nl 5 1-(3-F22-2-9 g9 d)-3-(Exd ZF e 2He)-11-v g=&=-5-F4 (5, 94 CEHH
o] FAE) 2.84 g (10.2 mmol)o] 2-opm-3-Wd-N-(1-Wdol&) sl =oln= (ZF, &7 EY A 3¢E)
1.96 g (10.2 mmol), tjolAxx&Fo|doldl 1.78 ml (10.2 mmol) 2 4-(tlw|opn| )T e]d ok 5 ngs H7la}
Aot W EFES oA B9 wdket tg, B2 AFsta, AX3GY (BRI ER). &WE g FE]
2 AAsIAT. JAFES WPLC (S o = dik 5 20 WA 40% o2 oM H O] EE AME) R AAste] A 3}
& 0.50 g= 69 WA 72 TollA &85= X WA uyPE2 AU
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<294>

<295>

<296>

<297>

<298>

<299>

<300>

<301>

<302>

<303>

<304>

<305>

<306>

<307>

SS=50l 10-0866463

' NVR (CDCl3) §0.1.12 (d,6H), 2.32 (s,1H), 3.85 (m,1H), 5.96 (brd,1H), 7.07 (s,1H), 7.35 (m,3H), 7.39
(dd,1H), 7.89 (dd,1H), 8.20 (dd,1H), 9.26 (s,1H).
<Al 3>

PR -1-3-F22-2-3d)-N-[2-H&-6-(3-H&-1-F A F e H d |-11-F| 2} Z-5-Ft2 H »olnj = o] A Z

9A Ar 3-HE2R-NN-THE-1-geZEH-1-sFoln =9 AX

=78 ColA F4 HEZDS=2FS (500 ml) & N N-vdesawdyals: (44.0 g, 0.251 mol) &Ho] n-3¥l
ZE (A F 2.5 M, 105.5 ml, 0.264 mol)e] &NE& 60 CHT} W& 2L 2 FA5HHA ﬂﬂopﬁq = 7}k

EEQH TAS nFRol AAHAT. Wt $EAW, W EFES F/hE 158 F 449 Fol, HEe
ZF& (150 ml) T 1,2-"yB2EHEHZZ 28 (90 g, 0.276 mol) &qE& -70 CHRUY 2 252 F
A9 A, B8 TRl RYT 2WAAo WS B2 152 L A maRAT. 78

>
o,
N
i ©
o,
1o,
[
fetl
i)
i
N
&5
=)
fetl
o
N
ot
é
ol
92
kx
2,
i‘l
i mlo
i
o ¢
3
o
=~
"i
(o3
m
E
o
4
P
to
e
fetl
ne
32
v

I NYR (CDCl3) §3.07 (d, 6H), 6.44 (m, 1H), 7.62 (m, 1H).

©A B: 3-HERugEo] AZ
EEFFLZAEL (70 mD)ol 3-H2ZE-NN-UHE-11-7]&&-1-&Folv =

HB) (57.04 9)F AN3 Ak, whg EFBS AolN 30% Fob w 4
AFES AN Fol §ASn, BEH nIRL oAusel AASEL, AN FwAA 2AYEL oz
ek, ZANEE, oo og opdElolE/HERR AT (10:90)S AHgaE Aesh Ade] AzvhEa
A9 F7h AASNC AL YA, 2UAS UFZIUY Fol $AE UL, BHFLUEE Feden F

A2, gEZEYE x)o2 FEea, Ivtadgoer Axsta, $Fs] FA JTES §H 61 WA
64 Cel WA uHAE (25. 9 g)& AU,

' MR (CDCly) §6.37 (d, 1H), 7.59 (d, 1H), 12.4 (br s, 1H).

A C: 2-(3-HEE-1-dgE-1-d)-3-F=2 23 gd] Ax

T NN-tHEZEol= (88 ml) & 2,3-tZ2=23 9 (27.4 g, 185 mmol) ¥} 3-HERIHE (F, ¢4 B
o] MAE) (25.4 g, 176 mmol)e] EEEo| BAMZE (48.6 g, 352 mmol)S H7lsla, WS EFES 1847
ot 125 T2 JM¥ed. whE EFES Aeow yYyzbela, WS (800 ml)el Hth.  AHE]
4E. AdE nPE £4 EFRS 1547 B wleta, o#ska, B (2x100 mD)E A H3H)
THE o3} Ao|a=S tTFrade o falst, B, IN A BASAUER X3 £l 9 odzw i)
Koz AHIYPTr. 1 e, §7] FEES PnlaygoR AZsal Esle], BZA u¥EE 39.9 g A
Aok, 22 1Y ES A Fol dAEEtal 1ARE B Ade] wyksklth. P ES ofyetar, Ao s A
shal Axste], A SFES MR 98] ¢X7F 9495 2¥ete oz AW Fua B (30.4 g9)B=A A
Art. o] 2AL WA DA F71e] AAIgle] AT

I MR (CDCl3) 6§6.52 (s, 1H), 7.30 (dd, 1H), 7.92 (d, 1H), 8.05 (s, 1H), 8.43 (d, 1H).

A D: 3B R o1-(3-F R 2=y d)-Ii-v] epF-5-gk 2 Al ko] Al

=76 CTolA 4 HEDS=ZF (250 nl) F 2-(3-EEZE-1H-9z}H-1-9)-3-F 2294 (=, ¢4 (9 v
BZE BAE) (30.4 g, 118 mmol) |0l BlEgs|=aFd F gF tlo|AZEFoln= (118 mmol) &N -71
CTHT v 257 A5 E £52 Frlsidin. g EFES -76 TolA 158 5 wukst s, ojitslgt
2 108 F¢t BEYste] 57 T2 FeHA . wke 3

o)

[e}

o[o il

EFES 20 TR 7testm B2 AHsgr).

S E8ES wEFstL, 108 B (1 0) 2 oHE (500 ml) Fo &g 3, 1 N FABIUEF =89 (20
ml)S HA7FslTh. 4 FEES dHER AFsn gatew abgsigtt. WA n¥ES oietn, 22
NHstm Azxsle], BA SFTES F24M TFED (27.7 92 YT (FAF FAH olo] T2 WHoz 53
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<308>

<309>

<310>

<311>

<312>

S=53 10-0866463
ol AAFE 200 WA 201 CAAA €§HE AAHE).
HNR (DMSO-d ¢) 67.25 (s, 1H), 7.68 (dd, 1H), 8.24 (d, 1H), 8.56 (d, 1H).

A B 3-HeR-1-(3-F2=2-2-verd)-N-[2-1E-6-(3-vE-1-& A7 e) A d ] -1H-9]2hE-5-7} 2 F 2olv]
=0 Az

gEzade (10 nl) F -EBEF-1-(3-F22-2-7 g v 9)-1H-9&gS-5-7t2 5244 (5, 74] D] ¥z A
AE) (500 mg, 1.65 mmol) fMo] N N-tjWEdEEolm=Z 1 W& Hrsiocrk. 32 (0.43 ml, 5
mmol)<& H7Fstal, ¥h§ EFES 23 Tl 1AZE &t wwksigictk.  &wjE zHekatoll A XM stal, FES
SLAEYEHR (20 ml)E 345k, €S #Aststol A gA] AASEY. FHFES HEHS|I=Z2FH (10 ml)
Fo)q &a)A171a, F3[Chem. Pharm. Bull., 2000, 48, 1-15]° w} Ax¥ 1-(2-o}u]:=-3-m g d)-3-1
Y-1-FE}= (330 mg, 1.6 mol) 22 Mg &, HFHo= Eodolnl (0.45 ml, 3.2 mmol) 2= A5}
o EFES AR S 60 TolA 7}%}‘%} WZhE vk EFES oY olAlEolE (50 ml) 2 & (50
mDE g4, §715S & (2x30 ml) 2 1 N f4F (2x30 mDE AH3IE. a8 f715S Fabvelay)
FOoF Axsta, et TEAA AXIGTE. AFES AdE oMHCOIE/AM (3:7)E ST AL
b At A ARvEIYIE S8t HHe B3 Roa, §ulE AAT Fo & e getEQl
FA 3= (210 mg)S 119 WA 120 CollA &55HE 34 ndg &z A},

oﬂ’, F-{E

' NMR (CDCly)  60.97 (d,6H), 2.21 (s,3H), 2.84 (d,2H), 7.06 (s,1H), 7.21 (m,1H), 7.4 (m,2H), 7.62
(d,1H), 7.81 (d,1H), 8.42 (d,1H), 10.6 (br,1H).

FAANA sAE R FA Zr] VlsE Al ofel, & 1 WA 129 s segEss Axd & v
FolA ol kool AREHAT: i ]i E, et HES, Pre& TRIE, Pre o|AZEIAS Phe ¥
<, Qe WIEAIE, Slew WEEE, (NS AoteE, 283 NO,= HERE o|H| 3},
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<313>

rRé g3
H iPr
H i-Pr
Cl iPr
Cl  i-Pr
Br  i-Pr
Br iPr
H -Pr
H i-Pr
Cl iPr
Cl iPr
Br i-Pr
Br  i-Pr
H i-Pr
H i-Pr
Cl i-Pr
Cl  iPr
Br i-Pr
Br  i-Pr
H i-Pr
H iPr
Cl  i-Pr
Cl  i-Pr
Br i-Pr
Br  i-Pr
H i-Pr
H iPr
Ccl  i-Pr

R

A = NOMe
RS2
CF3
CFq
CF;
CF3
CF3
CF4
CF3

R4
H
N.
A
o
NHR3

R3b r42
2-Cl-¥d Me
2-Cl-#d Cl
2-Cl-#d Me
2-Cl-¥ g cl
2-Cl-9ld Me
2-Cl-¥d el
3-CL2-¥ Y | Me
3Cle-gEd | cl
3-Cl2-HEd | Me
3c2-FeEd |
3-C12-¥ElY | Me
3-c12-82d |
2-Cl-¥ g Me
2-Cl-#d Cl
2-Cl-Hd Me
2-Cl-¥d Cl
2-Cl-#jd Me
2-Ct-#d Cl
3-Cl-2-7 29 | Me
3clr-¥ed | a
3-Cl2-7129d | Me
3-c2-¥EeEd |
3-Cr2-9eld | Me
3-CL2-Eeld | C
2-Cl-s e Me
2-Cl-# g Cl
2-Cl-#d Me

R
\/N
N\
r3b
Ri R3
H iPr
H i-Pr
Cl  i-Pr
Cl  i-Pr
Br i-Pr
Br i-Pr
H iPr
H i-Pr
Cl o i-Pr
Ct  iPr
Br i-Pr
Br i-Pr
H i-Pr
H i-Pr
Cl  iPr
Cl  i-Pr
Br i-Pr
Br i-Pr
H i-Pr
H i-Pr
Cl  i-Pr
Cl  i-Pr
Br  i-Pr
Br i-Pr
H i-Pr
H iPr
Cl  iPr

A = NNMe,
RSa
CFy
CFy
CF3
CFy
CF3
CF3
CF3
CF3
CFy

_41_

RSb
2-Cl-#d
2-Cl-1d
2-Cl-#d
2-Cl-# g
2-Ct-# g
2-Cl-d

3-cl2-9 2™
3.Cl-2-7) 2l g
3-Cl-2-9 e ™
3-Cl2-3e) g
3-Cl-2-9 2|
3-Cl2-9 g g
2-Cl-#d
2-Cl-=l Y
2-Cl-# g
2-Cl-3d
2-Cl-3d
2-Cl-7d
3-Cl-2-1eEld
3-Cl-2-9 2™
3-Cl2-9jE]d
3-Cl2-vg g
3-Cl-2-3 2 g
3-Cl2-H 2™
2-Cl-#'d
2-Cl-#d
2-Cl-#d

5
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<314>

Rréa

Rib

i-Pr
i-Pr

i-Pr

A= NOMe
RS2
al
cl
cl
Cl
cl
Cl
cl
c
cl
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3

R5D
2-Cl-9d
2-Cl-¥d
2-CL-¥d

3-cr2-9e g
3-Cl-2-9 29
3-Ct-2-92l g
3-Cl-2-9]2ld
3-Cl-2-3 2| g
3-Cl2-3eg
2-Cl-3d
2-Cl-¥ld
2-Cl-¥ld
2-Cl-#d
2-Cl-#d
2-Cl-#d
3-Cl2-vg g
3-Cl2-vEy
3-Cl2-9 29
3Cl2-9ed
3-Cl2-9 g g
3-Cl-2-9 2 g
2-C1-¥ e
2-Cl-5d
2-CL-¥ld
2-Cl-H e
2-Cl-3d
2-CLod
3-Cl-2-3] 2 g
3-Cl2-AE g
3-Cl-2-9]2]d
3-Cl-2-9)2]d
3-Cl2-g&8d
3-Cl-2-7 2 g
2-Cl-Hd
2-Cl-¥d
2-Cl-#d

réa

R3
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

A = NNMe,
R
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
CFy
CF3
CF3
CF3
CF;
CF3
CF3
CF3
CF3
CFy
CF3
CF3
Br
Br

_42_

RSb
2-Cl-uld
2-Cl-Hl g
2-Cl-#d

3-Cl2-7 el
3-Cl-2-9 29
3-Cl2-9 8 g
3-Cl2-mzld
3-Cl2-g2lg
3-Cl-2-9) e
2-Cl-¥d
2-Cl-sd
2-Cl-# d
2-Cl-7 4
2-Cl-ald
2-Cl-¥]'g
3-Cl2-9eld
3-Cl2-¥ ¥ d
3-cl-2-3 2|d
3-Cl2-9elg
3-Cl2-3 g
3-Cr2-F e g
2-Cl-H g
2-Cl-#d
2-Cl-u
2-Cl-#
2-Cl-# g
2-Cl-gld
3-Cl2-7 e
3-Cl-2-9 8|
3-Cl2-veld
3-Cl-2-7) 2 g
3-Cl-2-3 g
3-Cl-2-3 2ld
2-Cl-# g
2-Cl-3l
2-Cl-9l e

5
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<315>

Me

Me

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

Me
Me

A ¥ NOMe
R32
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
Cl
OCH,CF;
OCH,CF;3
OCH,CF3
OCH,CF3
OCH,CF
OCH,CF;
OCH,CF
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCH,CF3
OCH,CF3
OCH,CF4

Rb
2-Cl-#d
2-Cl-# €
2-Cl-¥d

3-cl2-98d
3-Cl-2-¥ 2 g
3-cl2-g 8 g
3-Cl2-98d
3-cl-2-9 2l g
3-Cl-2-3j2ld
2-Cl-#ld
2-Cl-¥d
2-Cl-3d
2-Cl-Hd
2-Cl-¥d
2-Cl-3d
3-Cl-2-9 29
3-Cl-2-g9d
3-Cl-2-¥j2lg
3-Cl2-9 g9
3-Cl2-7) 2| d
3-Cl-2-9 8 Y
2-Cl-uld
2-Cl-¥ld
2-Cl-uld
2-Cl-3g
2-Cl-H ¢
2-Cl-#ld
3-Cl2-¥ g g
3-Cl-2-98 4
3-Cl-2-¥ g4
3-Cl-2-72l g
3-Cl-2-92lg
3-Cl2-9ed
2-Cl-9d
2-Cl-#d
2-Cl-#d

R%

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

AT NNMey
R?
Cl1
Cl
Cl
Cl
Cl
Cl
Cl
C1
Cl
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH;,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,»
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
Me
Me
Me

_43_

R5b
2-Cl-#d
2-Cl-# e
2-Cl-ld

3-Cl-2-3 2] 9
3-Cl2-g2lg
3-Cl-2-92lg
3-Cl2-9 3 g
3-Cl2-¥2lg
3-Cl-2-3 4
2-Cl-8d
2-Cl-#d
2-Cl-3 9
2-Cl-#ld
2-Cl-9 g
2-Cl-¥d
3-Cl2-92g
3-Cl2-geldg
3-cl2-9 g
3-Cl-2-9 2l g
3-Cl2-9] 2] €
3-Cl2-ge g
2-Cl-¥d
2-Cl-Hg
2-Cl-¥d
2-Cl-#d
2-Cl-9d
2-Cl-#d
3-cl2-¥e g
3-Cl2-H 24
3-Cl2-9 2|
3-Cl-2-92lY
3-Cl2-¥j2id
3-Cl-2-92lg
2-Cl-d
2-Cl-#d
2-Cl-¥ g

[}
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<316>

Rréa

Me
Cl
Me
Cl

Cl

R4D

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

A NOMe
RS2
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF;3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,

A S=0
Sa

RSb
2-Cl-#Hd
2-Cl-#ld
2-Cl-¥d

3-Cl2-9 2™

3-cl2-ged

3-Cl2-9 2 g

3-Clr2-¥eg

3-Cl-2-¥j &9

3-cl-2-ggld
2-Cl-¥ld
2-Cl-3d
2-Cl-d
2-Cl-9ld
2-Cl-3d
2-Cl-#ld

3-Cl2-9 g

3-Cl2-9 8"

3-Cl2-9eg

3-Cl-2-%]2 g

3-cl2-9e g

3-Cl-2-g 29

RSb
2-Cl-#d
2-Cl-ld
2-Cl-#d
2-Cl-Hld
2-Cl-¥d
2-Cl-#ld

3-Cl2-9 29
3-Cl-2-3)2]d
3-Cl2-¥a4g
3-Cl2-92d
3-Cl2-72d
3-Cl-2-1 2

R4

A = NNMey
RS2
OCH,CF5
OCH,CF5
OCH,CF;
OCH,CF3
OCH,CF;
OCH,CF3
OCH,CF;
OCH,CF
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHEF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,

A =N-CN
R32
CF3
CF3
CF3
CF3
CF3
CF3

_44_

R3b
2-Cl-#d
2-Cl-3d
2-cl-#ld

3-Cl-2-) 2l g
3-Cl2-9 8 g
3-Cl2-¥ e
3-Cl-2-9lelg
3-Cl2-H 84
3-Cl2-dg g
2-CL-¥ld
2-Cl-#d
2-Cl-¥d
2-Cl-#d
2-Cl-#d
2-Cl-¥ld
3-Cl-2-9 2| ¥
3-Cl2-¥l2lg
3-Cl-2-9gld
3-Cl-2-9 ¢d
3-Cl2-9 8l g
3-Cl2-g e

RSb
2-Cl-#d
2-Cl-3d
2-Cl-gld
2-Cl-#d
2-Cl-¥d
2-Cl-3d

3-Cl2-98d
3-Cl2-H 2y
3-Cl2-9 29
3-Cl-2-7)2]d
3-Cl2-¥ el
3-Cl2-9eld

5
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<317>

Rréa

Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl

Cl
Me
Cl

Cl
Me
Cl

Cl
Me
Cl
Me
Cl

Cl
Me
Cl

Cl
Me
Cl
Me
Cl

Cl

Rr4b

RrR3

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CFy
CFy
CF3
CFa

R
2-Cl-Hld
2-Cl-¥d
2-Cl-3ld
2-Cl-Ad
2-Cl-#ld
2-Cl-¥d

3-Cl-2-3) gld
3-Cl-2-d eld
3-Cl-2-9eg
3-Cl-2- 2] d
3-Cl2-g el
3-Cl2-H el g
2-cl-#d
2-Cl-#d
2-Cl-Hg
2-Cl-H g
2-Cl-ld
2-Cl-# d
3-cl2-g g
3.Cl2-9 8"
3-Cl-2-3 2lg
3.Cl2-H el g
3Cl2-ge™
3-Cl2-9 8"
2-Cl-3 d
2-Cl-#ld
2-Cl-5d
2-Cl-Ad
2-Cl-¥d
2-C1-#d
3-Cl2-92]d
3-Cl2-¥ Y
3-C1-2-3) =ld
3-Cl2-Held
3-Cl2- 2lg
3-Cl2-7 24

i-Pr
i-Pr
i~Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

A £ N-CN

CF3
CF3
CF3
CF3
CFy
CF3
CF3
CFy
CF3
CF3
CF3
CFy
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R
2-Cl-#d
2-Cl-#ld
2-Cl-# |
2-Cl-¥ld
2-Cl-#d
2-Cl-#1d

3-Cl2-9 2 Y
3-Cl-2-3] 2]
3-Cl-2-3 23
3-Cl2-ged
3-Cl2-9 g
3-Cl2-72d
2-C1-3 g
2-Cl-¥d
2-Cl-# g
2-Cl-Hd
2-Cl-3d
2-Cl-¥d
3-Cl-2-7 24
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3-Cl2-9 g4
3-cl2-5 e8|
3-cl-2-9eld
3-Cl2-92ld
3-cl2-deld
3-Cl-2-3 219
2-Cl-# g
2-Cl-#ld
2-Cl-#d
2-Cl-¥d
2-Cl-¥d
2-Cl-3ld
3-Cl-2-9 81 g
3-Cl2-9 g d
3-Cl-2-9 29

R4

Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl

Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl

Cl

Me
C1
Me

Br

Br
Cl
Cl
Cl
Ci
Cl
C1
Cl
Cl1
Cl
Cl
Cl
Cl
OCH,CF3
OCH;,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH;CF3
OCH;,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
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RSb
3-Cl2-sg g
3-Cl2-9 8|
3-cl2-# g4
3-Cl2-9)2ld

2-Cl-#d
2-Cl-#d
2-Cl-#d
2-Cl-¥ld
2-Cl-#'d
2-Cl-#
3-Ccl2-sgd
3-Cl-2- &g
3-Cl-2-9j2l g
3-Cl2-# |
3-Cl2-slgd
3-Cl-2-92jd
2-Cl-3d
2-Cl-3d
2-Cl-#d
2-Cl-#d
2-Cl-#d
2-Cl-#'d
3-cl2-98d
3-Cl2-9 g
3-cl2-9ed
3-Cl2-3 e d
3Cl2-ejd
3-Cl2-# |
2-Cl-3ld
2-ClL-¥ld
2-Cl-#d
2-Cl-#d
2-Cl-3lld
2-Cl-# d
3-Cl2-9 88
3-Cl2-¥ g
3-Cl2-H 2 d
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R
Cl
Me

Rb

R
i-Pr
i-Pr
i-Pr

RS2
OCHF,
OCHF,
OCHF,

OCH,CF3
OCH,CF3
OCH,CF
OCH,CF;
OCH,CF3
OCH,CF3
OCH,CFy
OCH,CF;3
OCH,CF3
OCH,CF;
OCH,CF3
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,

RSb
3-Cl-2-7 89
3-cl2-yelg
3-Cl-2-9eld

2-Cl-# 4
2-Cl-#ld
2-Cl-#d
2-Cl-dld
2-Cl-3d
2-Cl-#ld
3-Cl2-98d
3-Cl-2-98lg
3-Cl-2-92ld
3-Cl-2-¥ el d
3-Cl2-92d
3-Cl2-9]2ld
2-Cl-#ld
2-Cl-9d
2-Cl-¥g
2-Cl-#d
2-Cl-#d
2-Cl-8ld
3-Cl2-3 2y
3-Cl-2-9 2™
3-Cl-2-9)2d
aCl2-deld
3-Cl2-9 24
3-Cl-2-9 84

OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF;3
OCH,CF3
OCH,CF3
OCH,CF;
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,

_64_

RSP
3-Cl2-9 2|
3-Cl2-deld
3-Cl-2-3j 2 g

2-Cl-9d
2-Cl-¥ld
2-C1-¥d
2-Cl-#d
2-Cl-5d
2-Cl-#ld
3-Cl2-3 &g
3-Cl2-3 2"
3-Cl2-g 8 d
3-Cl2-¥ g d
3-cl2-9 34
3-Cl2-# 29
2-Cl-Hd
2-Cl-# d
2-Cl-¥d
2-Cl-#d
2-Cl-#|d
2-Cl-#d
3-Cl-2-9 219
3-Cl2-9 &g
3-Cl2-#eld
3-Cl-2-¥2ld
3-Cl2-9 &g
3-Cl2-H 84
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R

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

CF3
CF3
CF3
CF3
CF3
CF3
CF3

R4a
H
N S0,
0
NHR3
RD R%
2-Cl-5ld Me
2-Cl-7ld Cl
2-Cl-#d Me
2-C1-H 4 cl
2-Cl-#d Me
2-Cl-# g Cl
3-Cl-2-7 84 | Me
3-Cl2-9Ed | ¢l
3-Cl-2-¥eld | Me
3-Cl2-78d |
3-Cl-2-78 e | Me
3-C-2-g8 4 | al
2-Cl-7d Me
2-Cl-¥d Cl
2-Cl-#d Me
2-Cl-#d Cl
2-Cl-old Me
2-Cl-#d al
3-Cl-2-¥ el | Me
3-cl2-Hdd | Cl
3-Cl-2-98ld | Me
3Cl2-9Ed | Cl
3-ct2-9Ed | Me
3-Cl2-9#d |
2-Cl-¥ld Me
2-Cl-¥d Cl
2-Cl-d Me
2-Cl-dld cl
2-Cl-#d Me

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

RS
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
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RSD
2-Cl-7l
2-Cl-9 d
2-Cl-#d
2-Cl-7ld
2-Cl-A 2
2-Cl-dld

3-Cl2-92ld
3-Cl2-gelg
3-Cl2-9 2"
3-C12-3 288
3-Cr2-m e
3-Cl2-98d
2-Cl-# 9
2-Cl-3ld
2-Cl-3
2-Cl-5 g
2-Cl-#d
2-Cl-¥
3-Cl2-Helg
3-Cl2-¥elg
3-Ci2-9 e
3-Cl2-7 8
3-Cl2-9elg
3-Ccl2-9 g
2-Cl-# g
2-Cl-# d
2-Cl-9id
2-Cl-3 Y
2-Cl-#l g
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R
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

RSa
Cl1
Cl
Cl
Cl1
Cl
Cl
Cl

CF3

CF3

CFy

CF3

CF3

CF3

CF3

CF3

CF3

CF3

CF3

CF3
Br
Br
Br
Br
Br

Br
Br
Br
Br
Br
Br
Cl
Cl
Cl
Cl
Cl
Cl

R
2-Cl-#j g
3-Cl-2-98d
3-Cl-2-3 gl d
3-Cl2-g g
3-Cl-2-9 8
3Cr2-g2g
3-Cl2-92d
2-CL-#d
2-Cl-#) g
2-Cl-# g
2-Cl-dd
2-Cl-Hd
2-Cl-¥
3-Cl2-9 24
3-Cl-2-9 8 Y
3-Cl-2-¥gld
3-Cl2-9 &g
3-Cl2-d g
3-Cl2-9 ™
2-Cl-#d
2-Cl-#d
2-Cl-Hd
2-Cl-#d
2-Cl-5d
2-Cl-#d
3-Cl2-¥ 2 d
3-Cl-2-¥ 8| d
3-Cl2-s gy
3-Cl-2-¥ 2| g
3-Cl2-¥ &g
3-Cl2-3 2 g
2-Cl-#d
2-Cl-Hd
2-Cl-d
2-C1-#d
2-Cl-#d
2-Cl-id

R4

R4

R?
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

RS2
cl
cl
cl
cl
cl
c
cl

CF3

CF3

CF3

CF3

CF3
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RSH
2-Cl-#d
3-cl2-¥ed
3-Cl2-dely
3-cr2-HEd
3-Cl2-9 ey
3-Cl2-¥ e Y
3-Cl2-9 ey
2-Cl-#d
2-Cl1-H8
2-Cl-Hd
2-Cl-#l g
2-Cl-#d
2-Cl-# d
3cl2-Hed
3-Cl2-H ey
3-Cl2-¥#ld
3-Cl2-9 24
3-Cl2-¥2d
3-Cl2-9 2 Y
2-Cl-#d
2-Cl-# g
2-Cl-# g
2-Cl-#d
2-Cl-3¥d
2-Cl-#d
3-Cl2-¥ 2y
3-Cl-2-9 29
3.Cl2-92hd
3.cl2-H 84
3-Cl2-3 ey
3-Cl2-32]d
2-Cl-# ¢
2-Cl-#ld
2-Cl-¥d
2-Cl-¥d
2-Cl-gd
2-Cl-3) g
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R
al

Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl

i-Pr

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

RS2
cl
cl
al
c
cl
al
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF;3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3

RS2
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF4

OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,

RSb
3-Cl2-H el g
3-Cl2-¥elg
3-Cl2-f e g
3.Cl-2-9 219
3-Cl2-¥2g
3-Cl2-9e g
2-Cl-Hd
2-Cl-7d
2-Cl-9d
2-Cl-#d
2-Cl-#ld
2-Cl-¥d
3-Cl-2-39jgld
3Cl2-3 g
3-Cl-2-¥ 2l g
3-Cl2-9 2 g
3-cr2-g g
3-Cl2-9ed
2-Cl-# g
2-Cl-#d
2-Cl-¥ld
2-Cl-5 ¢
2-Cl-#d
2-Cl-9d
3-cl2-¥2d
3-Cl2-vetd
3-Cl2-g g
3-Cl-2-98ld
3-cl2-galg
3-Cl-2-9)2d
2-Cl-#d
2-Cl-3d
2-Cl-#ld
2-Cl-5 g
2-Cl-#d
2-Cl-¥ld
3-Cl2-g84

R
3-Cl2-92] g
3-Cl2-9 29
3-Cl2-¥2lg
3-Cl-2-9 2|9
3-Cl-2-9 2 g

2-Cl-4d
2-Cl-¥ld
2-Cl-#ld
2-Cl-3d
2-Cl-#Hd
2-Cl-#ld
3-Cl2-92lg
3-Cl2-¥ 2 g
3-Cl2-9 24
3-Cl2-9 2l d
3-Cl-2-313d
3.Cl2-9 2 g

R4
Cl

Cl
Me
Cl

Cl
Me
Cl

Cl
Me
Cl
Me
Cl

Cl

R4

i-Pr

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

RS2
Ci
Cl
(e}
Cl
Cl
1
OCH,CF3
OCH,CF3
OCH,CF3
OCH;,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH;,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
Me
Me
Me
OCH;,CF3
OCH,CF3
OCH,CF3
OCH,CF3

RS2
OCH,CF3
OCH,CF3
OCH,CF
OCH,CF3
OCH,CFy

OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
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R
3-Cl2-9l2lg
3-Cl2-9 e "
3-Cl-2-92lg
3-Cl2-H g
3-Cl2-¥ 84
3-Cl2-H2™

2-Cl-¥ld
2-Cl-¥ld
2-Cl-¥ld
2-Cl-¥d
2-Cl-#ld
2-Cl-#d
3-Cl-2-98 49
3-Cl-2-3 8 g
3-cl2-92d
3-cl2-geld
3-Cl2-9 2 g
3Cl2-9 24
2-Cl-#ld
2-Cl-¥ld
2-Cl-3ld
2-Cl-Hd
2-Cl-5d
2-Cl-=ld
3-Cl2-9 g g
3-Cl2-9glg
3-Cl-2-9 8|
3-Cl2-3 2 g
3-Cl2-F g
3-Cl-2-3 8jd
2-Cl-Hd
2-Cl-#H g
2-cl-3d
2-Cl-3l g
2-Cl-#g
2-Cl-#ld
3-Cl-2-9 Y

RSb
3-Cl2-H2ld
3-Cl2-98lg
3-Cl-2-72ld
3-Cl-2-¥ 84
3-Cl2-92ld

2-Cl-¥d
2-Cl-#d
2-cl-gd
2-Cl-#ld
2-Cl-#ld
2-Cl-¥ g
3-Cl2-9 2 g
3-Cl-2-9 84
3-Cl2-9 &g
3-Cl2-9 &g
3-Cl2-9 g4
3-Cl-2-H 9

[}

10-0866463



<346>

R

R?
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

Réb:

B NOMe
R32
CF3
CF3
CF3
CF3
CF3
CF4
CF3
CF3
CF3

Réa

Z T

RSb
2.Cl-#d
2-Cl-#d
2-Cl-# 4
2-Cl-¥ 4
2-Cl-#d
2-Cl-# 9

3-Cl2-9 44

3-Cl2-w 8

3-Cl2-5 2 g

B = NNMe,
RS2
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3
CF3

_68_

RSb
2-Cl-sll e
2-Cl-#ld
2-Cl-¥d
2-Cl-# d
2-Cl-#)d
2-Cl-Ed

3-Cl2-3zd
3-Cl-2-¥ 24
3-cl2-7 g g
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R4t

R3

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

B £ NOMe

CF3
CF3
CF3
CF3
CF3
CF3
CFy
CF3
CF3

R5b
3-Cl-2-¥ gld
3-Cl-2-9 &g
3-Cl2-9 2 g

2-Cl-¥ld
2-Cl-#ld
2-Cl-#ld
2-Cl-¥d
2-Cl-#d
2-Cl-5d
3-Cl2-d el g
3-.Cl2-92d
3-Cl2-9 2 e
3-Cl2- 2lg
3-Cl2-9eld
3-Cl2-¥ g
2-Cl-¥d
2-Cl-ul g
2CLHd
2-Cl-ild
2-Cl-9d
2-Cl1-7 e
3-Cl2-9 2™
3Cl2-v2y
3-Cl-2-3 2l
3-Cl2-9 g g
3-Cl2-9E g
3-Cl2-9 e g
2.Cl-ld
2-CLuld
2-Cl-¥d
2-Cl-¥d
2-C1-Hd
2-C1-Hd
3-Cl-2-¥ 2l
3-Cl2-gelg
3.cr2-geg

Rr4a

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i~Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

B = NNMe,y
R3a
CF3
CF3
CF3

CF3
CFy
CFy
CFy
CF3
CF3
CF3
CF3
CF3

_69_

RSD
3-Cl-2-9 g
3-Cl-2-92ld
3-Cl2-H2lg

2-Cl-#d
2-Cl-#g
2-Cl-#]d
2-Cl-#ld
2-Cl-Hd
2-Cl-3id
3-Cl2-9ey
3-Cl2-9 2 d
3-Cl-2-9 23
3-Cl2-9 24
3-Cl-2-9 g
3-cl2-9 =g
2-cl-Hd
2-Cl-#d
2-Cl-d
2-Cl-3g
2-Cl-#d
2-Cl-#d
3-Cl2-¥eld
3-Cl2-¥ g
3-cl2-92ly
3-Cl2-¥2lg
3-Cl2-H =Y
3-Cl2-y2ld
2-Cl-H
2-Cl-3d
2-Cl-#d
2-Cl-#d
2-Cl-9ld
2-Cl-#d
3-Cl-2-3 2l
3-Cl2- a9
3.Cl-2-72ld
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Rr4a

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

B = NOMe
R2
CF3
CF3
CFsy

Br

Br

Br

Br

Br

Br

Br

Br

Br

Br

Br

Br

Cl

Cl

Cl

Cl

Cl

Cl

Cl

Cl

Cl

Cl

Cl

Cl
OCH;,CF3
OCH,CF3
OCH,CF3
OCH,CFy
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3

RS
3-Cl2-9 8 g
3-Cl2-3Edg
3-Cl-2-d 84

2-Cl-¥ld
2-Cl-#d
2-Cl-#d
2-Cl-5ld
2-Cl-7d
2-Cl-sld
3-Cl-2-¥ g4

3-Cl-2-#2ld -

3.Cl2-9 24
3-cl2-9=5dg
3-Cl2-vel g
3-Cl2-7ad
2-CL¥d
2-Cl-#d
2-Cl-#d
2-Cl-#d
2-Cl-¥ 9
2.Cl-#d
3-Cl-2-¥g)d
3-Cl2-¥3d
3-Cl2-¥8d
3-Cl2-7 84
3-Cl2-¥dd
3-Cl2-3 g d
2-Cl-# 4
2-Cl-Hld
2-Cl-wd
2-Cl-¥ g
2-CL-Ad
2-Cl-#ld
3-Cl2-¥egd
3-Cl2-¥ggd
3-C1-2-7 2 d

Rréa

Rréb

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

cl
OCH,CF;3
OCH,CFy
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,)CF3
OCH,CF3
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RSP
3-Cl-2-7 &Y
3-Cl2-Fgld
3-Cl-2-9leld
2-Cl-7l Y
2-CL-3d
2-Cl-#d
2Cl-H Y
2-Cl-9d
2-Cl-3 e
3-Cl2-geld
3Cl2-7 e
3Cl2-9ejgd
3-Cl-2-34 29
3-Cl-2-5 2 Y
3-Cl2-d g
2-Cl-#d
2-Cl-#d
2-Cl- g
2-Cl-#d
2-Cl-# g
2-Cl-#d
3-Cl2-d 2
3-Cl2-9 2
3-Cl-2-9) 2 d
3-Cl2-meg
3-Cl2-3 2 g
3-Cl2-32d
2-Cl-#d
2-Cl-#d
2-Cl-zld
2-Cl-#d
2-Cl-A o
2-Cl-#ld
3-Cl2-7 g
3-Cl2-w2ld
3-Cl2-7] g€
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R%

Me
Cl
Me
Cl
Me
Cl
Me
Cl
Me
Cl

R%

R3
i-Pr
i-Pr
i-Pr
i-Pr
I-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

B = NOMe
R3?
OCH,CF3
OCH,CF3
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,

RSH
3-Cl2-9 e
3-Ccl2-3 84
3-Cl-2-¥2lg

2-Cl-#ld
2-Cl-9 g
2-Cl-¥d
2-Cl-#d
2-Cl-#ld
2-Cl-H ¢
3-Cl-2-¥2ld
3-Cl2-Helg
3-Cl2-92gd
3-Cl2-3 2y
3-Cl2-¥ 2 g
3-Cl2-9 2l g
2-Cl-3l g
2-Cl-¢
2-Cl-#d
2-Cl-¥
2-Cl-#'g
2-Cl-¥d
3-Cl-2-9gjd
3-Cl-2-5 29
3-Cl-2-9 2
3-Cl-2-9 2l
3-Cl2-9 g
3-Cl-2-3) 3|
2-Cl-7ld
2-Cl-¥d
2-Cl-¥ld
2-Cl-¥ g
2-Cl-#ld
2-CL-¥ld
3-Cl-2-3 21 d
3-Cl2-3 2|
3-Cl-2-32ld

B = NNMey
R2
OCH,CF3
OCH,CF3
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,

OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF
OCH,CF4
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
OCHF,
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R
3-Cl2-9 &4
3-cl2-9 g4
3-Cl2-9 8l d

2-Cl-#d
2-Cl-#d
2-Cl-#ld
2-Ci-dlld
2-Cl-#d
2-Cl-¥'d
3-Cl2-52lg
3-Cl2-s 8 d
3-Ccl2-g el g
3-Cl2-72jd
3-Cl-2-92l 9
3Cl2-9ed
2-Cl-3d
2-Cl-#d
2-Cl-3ld
2-Cl-3d
2-Cl-#d
2-Cl-Hd
3-cl2-g8dg
3-Cl2-g 2 d
3-Cl-2-9eld
3-Cl-2-5j2jd
3Cl2-delg
3-Cl2-9elg
2-Cl-9d
2-Cl-#ld
2-c-3 g
2-Cl-¥d
2-Cl-#ld
2-Cl-3 e
3-Cl2-9 e8|
-Ccl2-ggd
3-Cl2-H &g
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Rda
al

Cl

R4

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
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3-Cl2-9g g

3-cl2-9Ed

3-Cl2-9 =™

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

CF3
CF3
CF;
CF3
CFy
CF3
CF3
CF3
CF3
CF3

_97_

r3b
3-Cl-2-9 2]y
2-Cl-7ld
2-Cl-¥ ¢
2-Cl-Hld
2.ClsAld
2-Cl-#l g
2-Cl-dl g
3-Cl-2-¥ el g
3-Cl2-7 2 d
3-Cl-2-3 2
3-Cl2-¥ gd
3-Cl2- €]g
3-Cl-2-¥ g
2-Cl-4l e
2-Cl-3d
2-Ci-#ld
2-Cl-#id
2-Cl-Hd
2-Cl-A e
3-Cl2-s 2]
3-Cl-2-¥ 22
3-Cl2-9 849
3-cl2-9 2
3-cl2-7 g
3Cr2-9 e
2-Cl-# g
2-Cl-#d
2-Cl-3ld
2-Cl-Ald
2-Cl-HY
2-Cl-#d
3-Ch2-9Ed
3-Cl-2-9 28 g
3-Cl2-9 Y
3-Cl2-gEld
3-Cl-2-3] 2 €
3-Cl2-¥E g

ol
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<378>

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr

cl
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCHF,

R
2-Cl-Hd
2-Cl-¥d
2-Cl-Hd
2-Cl-#d
2-Cl-9d
2-Cl-5ld

3-Cl2-9 89
3-Cl2-¥ g9
3-Cl2-¥ 2
3-Cl-2-9gld
3-Cl2-m &g
3-Cl2-¥ g
2-CL-#ld
2-Cl-Ad
2-Cl-¥d
2-Cl-¥d
2-Cl-#d
2-Cl-#d
3-Cl-2-9 &g
3-Cl-2-9 349
3.Cl-2-9 g
3-Cl2-g g
3-Cl-2-¥ 2lg
3-cr2-9Ed
2-Cl-¥ld
2-Cl-7d
2-Cl-3ld
2-Cl-#d
2-Cl-Hd
2-Cl-#d
3-Cl-2-¥2ld
3-cl2-¥ 34
3-Cl-2-H e
3-Ccl2-gadg
3-Cl-2-3)2ld
3-cl2-Held
2-Cl-#d

i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
i-Pr
I-Pr
i-Pr
i-Pr

Br

Br

Br

Br

Br

Br

Br

Br

Br

Br

Ci

Cl

Cl

Cl

Cl

Cl

Cl

Cl

Cl

Cl

Cl

Cl
OCH,CF3
OCH,CF3
OCH,CF3
OCH;CF3
OCH;,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH,CF3
OCH;CF3
OCH,CF3y
OCH,CF3

OCHF,

_98_

RSb
2-Ct-#d
2-Cl-#l d
2-Cl-#d
2-Cl-#d
2-Cl-¥ld
2-Cl-#Hd

3-Cl2-# g
3-cl2-7Ed
3-Cl2-¥ |
3-Cl2-92ld
3.clr2-ded
3-Cl2-9 g
2-Cl-#ld
2-Cl-=ld
2-Cl-8d
2-Cl-¥ld
2-Cl-#ld
2-Cl-3d
3-Cl-2-9Ed
3-Cl-2-¥8d
3-Cl2-¥ ¥y
3-Cl2-7elg
3-Cl-2-53 4
3-Cl2-sl2jd
2-Cl-#d
2-Cl-#g
2-Cl-5ld
2-Cl-#d
2-cl-ud
2-Cl-#d
3-Cl2-¥ el d
3-Ccl-2-9 8 g
3-Cl2-d g
3-Cl2-9l 21|
3-Cl-2-¥ 84
3-Cl2-¥ &g
2-Cl-# g

ol
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<379>
<380>

<381>

<382>

<383>
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CER t1 RS B g% RSP

i-Pr  OCHF, 2-Cl-¥d i-Pr  OCHF, 2-Cl-#d

i-Pr  OCHF, 2-Cl-#Hd i-Pr  OCHF, 2-Cl-#d

i-Pr  OCHF, 2-Cl-3d i-Pr  OCHF, 2-Cl-#d

i-Pr  OCHF, 2-Cl-7ld i-Pt  OCHF, 2-Cl-Hd

i-Pr  OCHF, 2-Cl-¥d i-Pr  OCHF, 2-Cl-¥ld

i-Pr  OCHF,  3-Cl2-%2glg i-Pr  OCHF,  3-Cl2-¥2]d

i-Pr  OCHF, 3-Cl-2-9gd i-Pr  OCHF,  3-Cl-2-¥2|9g

i-Pr  OCHF, 3-Cl2-3glgd i-Pr  OCHF, 3-Cl2-¥j2ld

i-Pr  OCHF,  3-Cl2-¥gld i-Pr  OCHF, 3-Cl2-9#4d

i-Pr  OCHF, 3-Cl2-3gld i-Pr  OCHF, 3-Ci2-92|d

i-Pr  OCHF, 3-Cl-2-9gld i-Pr  OCHF, 3-Cl-2-9 2|9

Me OCHyCFy  2-Cl-#€ i-Pr Me 2-Cl-7ld

Me OCH)CF3  2-Cl¥ld i-Pr Me 2-Cl-#d

Me OCH)CF; 2-Cl-7 i-Pr Me 2-Cl-9d

Me OCH)CF3 2-Cl-3d Me OCH,CF3 2-Cl-dld

Me OCH)CF3 2-Cl-¥d Me OCH,CF3 2-Cl-3d

Me OCH;)CF; 2-Cl-7d Me OCH,CF3 2-Cl-31d

Me OCH)CF3 3-Cl-2-3g]d Me OCH,CF3 3-Cl-2-¥&d

Me OCH)CFy 3-Cl2-9g¥ Me OCH,CF3 3-Cl-2-9&2

Me OCH)CF3 3-Cl-2-%2|d Me OCH,CF3 3-Cl-2-98]4

Me OCH)CF3 3-Cl-2-9]&]d Me OCH,CF3; 3-Cl-2-3&|9

Me OCH)CF3 3-Cl2-9¥]3 Me OCH,CFy 3-Cl-2-92|g

Me OCH)CFy 3-Cl-2-32d Me OCH,CF3 3-Cl-2-9&g

Me  OCHF, 2-CL-ad Me  OCHF, 2-Cl-#d

Me  OCHF, 2-Cl-#d Me  OCHF, 2-Cl-Hd

Me  OCHF, 2-Cl-7ld Me  OCHF, 2-Cl-5d

Me OCHF, 2-Cl-#'d Me OCHF, 2-Cl-#d

Me  OCHF, 2-Cl-#d Me  OCHF, 2-Cl-Hld

Me  OCHF, 2-Cl-#d Me  OCHF, 2-Cl-#d

Me  OCHF, 3.cl2-¥z]d Me  OCHF, 3-Cl2-¥gd

Me  OCHF, 3.Cl2-szlg Me  OCHF, 3-Cl2-¥gdg

Me OCHF, 3-Cl-2-9 2l g Me OCHF, 3-Cl-2-9 2] g

Me  OCHF, 3-Cl2-¥#d Me OCHF, 3-Cl2-3gdg

Me OCHF, 3-Cl-2-92ld Me OCHF, 3-Cl-2-9 2] g

Me  OCHE, 3-Cl2-¥2d Me  OCHF,  3-Cl2-3jgjg

SRt gRtA o 15 o] AA 3AAl, A SMA E= AWMDAAE EFete 9T A
WA AA e 2AREA AEE A Ad EE 2B RS B4 AR By 44,
9 ESF T, F8 2 2k 2 34 adld ReteE deEdn. §83 A dudom A

g a4, dad, §A(REbEd ¥HE EFI), g, oM (ntol Tz HA W(EE)
Ae THH) 5 TFIY. H4F AAE FEMPSAAGCREA) EE F84Y F e 2

T o, HAE, ¥, 3y, WY, A4, 4§ 5L F2 xgac. 24 4re (lelam)ias)
7hE @) e A AR JAE 5 Qdan duHown ) G4 g dA A AaEshi (s
AL F k. Aeste F4 AR 24 12E Ad WES s . BF7sE AlA
@ AA Sl sabE S oga, ek g oF 1l Sl gEe] BF Fuz Agd 4 ol 1
2o F2 2 AdsE 98 FUARA A48E 5 A
o 100 3% olatE F7hEE el diEH wWe) e 84 AR, I4A 9 AudAel
LT 5 ol
v HAE
g AR 3| A1 A AHEAA
FEM 2 S84 B, A 2 5-90 0-94 1-15
vy




<384>

<385>

<386>

<387>

<388>

<389>

<390>
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ded oEA, gA(F3rset 5-50 40-95 0-15
FEES Z3H

H2AE 1-25 70-99 0-5
Iy 4 A= 0.01-99 5-99.99 0-15
IR ZAE 90-99 0-10 0-2

AukA el A X A= F&[Watkins, et al., Handbook of Insecticide Dust Diluents and Carriers, 2nd
Ed., Dorland Books, Caldwell, New Jerseyloll 7]&=o] dd. Az Ax FXx= F3([Marsden,
Solvents Guide, 2nd Ed., Interscience, New York, 1950]°] 7]&%o] dt}. #&[McCutcheon's Detergents
and Emulsifiers Annual, Allured Publ. Corp., Ridgewood, New Jersey; and Sisely and Wood, Encyclopedia
of Surface Active Agents, Chemical Publ. Co., Inc., New York, 1964]clx= AW FAA 2 FHE=7F Uy
ol vk, EE AAE 2D, Aol (caking), T4, MAE AY & FAA7] A L% HIHA e A

=S S7P7I7] AR A% SRAE 29T & v

, UEEd X olE XELHSE s5E, ZTYIEEAYCE U ZSAAdEU/EESA
2 EE FTEAE Eositt. 1A FJdAE dE E9], Fdo], dAd, WEYelE, FERHZ L
o|E, oletEVIE 4 JHE&Y, HE, @, Agvt, 4, xE, $dof, s eE, BRIV EF 2 SERIVESR
9 AERS Xt AAH FAAE dF B0, &, NN-UHEXFoE, fud #EHA =, N-2F
Eee, CdEd ZEFE, EFYzEdd IEE, s, dAadA, ddvEedl, SeEf, HupRb,
obmbfr, Efr(tung oil), F7E, E&FFF, FG3AF, BWAHF, dFF, BAXNHF (rape-seed oil) %
AR, AL 22, AE, dA0d, AEREAE, 2-FEE, o|AXE B 4-3| =S A4 E-2-AEle,
QD dFE, iy, WeEg, AF2IANE, e B HEHSEEFEFE 4IE&S 2t
37l s5ES Xfste &9 S v EFAA AxE ¢ . H2E 4 #Ee dy 2 EBe
ZFolE-duA] I FoA o] By 2 BE agRlde] o3 Axd & v, dgAe BE HFH5-UH
of ofsf Az & 5°f, U.S. 3,064,0845 F=xsteh. Iy 3 A2 &4 =4S ngdd A wA
ol AR o&] EE §F Tlwel g3 Axz"E 4 Ak, FA[Browning, "Agglomeration", Chemical

Engineering, December 4,1967, ppld7-48, Perry's Chemical Engineer's Handbook, 4th Ed., McGraw-Hill
New York, 1963, 8-57 @ =1 o]a}] @ PCT ZE WO 91/13546<% #F=xsteb. ARS U.S. 4,172,7140] 7)A€
uhel ol Alzxd 4 k. SR 2 84 BES U.S. 4,144,050, U.S. 3,920,442 2 DE 3,246,493l
th. AAE= U.S. 5,180,587, U.S. 5,232,701 2 U.S. 5,208,0300] wAJH w}}
2 GB 2,095,558 2 U.S. 3,299,5660] mAlQ ule} Zo] Azd 4 du},

LT
3

AA L 7 #A3 F7 ARE Y= EHAIT.S. Woods, "The Formulator's Toolbox-Product Forms for
Modern Agriculture" in Pesticide Chemistry and Bioscience, The Food-Environment Challenge, T. Brooks;
and T.R. Roberts, Eds., Proceedings of the 9th International Congress on Pesticide Chemistry, The
Royal Society of Chemistry, Cambridge, 1999, pp. 120-133]% #=sle}. U.S. 3,235,361, Z# 62 163
WA A 79 198 2 AAld 10 WA 41; U.S. 3,309,192, A7 59 438 WA A 79 628 =L A4 8,
12, 15, 39, 41, 52, 53, 58, 132, 138-140, 162-164, 166, 167 % 169-182; U.S. 2,891,855, AH 32| 663
Al Ad 59 1738 2 AA]o 1-4; % TH[Klingman, Weed Control as a Science, John Wiley and Sons,
Inc., New York, 1961, pp 81-96; and Hance et al., Weed Control Handbook, 8th Ed., Blackwell Scientific
Publications, Oxford, 1989]% #-z3}z}.

st7] AAdelA, BE HAEE $% 75l

92 E A9 SFHES T

&

TE AAe B4E wHom Azxdn. d3gE dHas ¢

)

AN el A
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b, R, Wk %R Aui(AlE Eel, ol d3 % gEabe 4P mFUT. wiEgolhs fofi

718t del(dE 59, LollA 724 de =, 24, TH B W AE), Y kb % s= 2, 7MY

2o FE, b 2 AZE AR S8 EE A2 BAth A 6% %A 49l 2 FAKe Fa4)

olfr®, FHF alsel WA o Wt S, T, A, ALA =, A, agvh, 2R OB uRakle] A

W) A RE(PAF F0] o FZRE ) BE)7h B ouge wgAE Aol
= 94 ch=:]

o & e HA #FS A (Lepidoptera)®l %, dAd, ¥ =
(cutworms), AFE#(looper) % A L ®l(heliothine) (& E°], 7S ¥ (fall armyworm; Spodoptera
fugiperda J.E.Smith), ¥H|E wW"l(beet armyworm; Spodoptera exigua Huebner), ZAAAW Y (black
cutworm; Agrotis ipsilon Hufnagel), w5 A} (cabbage looper; Trichoplusia ni Huebner), W]
(tobacco budworm; Heliothis virescens Fabricius)); W@ (Pyralidae)®] % (borer), HAo|z=ujo}e]
(casebearer), Aul@H (webworm), ZHd|(coneworm), FH]FHd (cabbageworm) % 2AYEL]A
(skeletonizer)(d& £°], 9 =4 &% (European corn borer; Ostrinia nubilalis Huebner), 1# <2
A= M2 (navel orangeworm; Amyelois transitella Walker), 4] Aulxdd (corn root webworm;
Crambus caliginosellus Clemens), A AW|HEdH (sod webworm; Herpetogramma [icarsisalis Walker)); <
ol U3 (Tortricidae) el @ ZE2 (leafroller), =¥ (budworm), A=Y (seed worm), % I} H(fruit
worm) (S 5o, ZEFH YW (codling moth; Cydia pomonella Linnaeus), Z#|o]>~ wlg] Wi (grape berry
moth; Endopiza viteana Clemens), 28]dlg 3} U (oriental fruit moth; Grapholita molesta Busck));
2 oo Ve AAHeR Fasgt T|E AAF(AE £, wlFFY¥(diamondback moth; Plutella
xvlostella Linnaeus), 33 E¥(pink bollworm; Pectinophora gossypiella Saunders), ®A W= (gypsy
moth); Lymantria dispar Linnaeus)); H}3}(Blattellidae) E <73} (Blattidae)] wiFARE F 3=
vl = (Blattodea)d] % % AZS(dE B9, gde wlg¥ @ (oriental cockroach; Blatta orientalis
Linnaeus), ©o}Alo} wr#A @ (Asian cockroach; Blatella asahinai Mizukubo), =9 u}=#(German
cockroach; Blattella germanica Linnaeus), ZAWE= v}7|H & (brownbanded cockroach; Supella longipalpa
Fabricius), U= W}FHZ (American cockroach; Periplaneta americana Linnaeus), Z2] wu}2]¥H#](brown
cockroach; Periplaneta brunnea Burmeister), vhdlol2} wld Y (Madeira cockroach; Leucophaea maderae
Fabricius)); Zu¥Fi0]3(Anthribidae), FWFv|3(Bruchidae) % ®FFv 3 (Curculionidae)?] whtu|E X
st WA R (Coleoptera)e]l W AHA 5 2 AS(dE B, E v (boll weevil; Anthonomus
grandis Boheman), “&EW}u|(rice water weevil; Lissorhoptrus oryzophilus Kuschel), =& u}+-w]
(granary weevil; Sitophilus granarius Linnaeus), & W}V|(rice weevil; Sitophilus oryzae Linnaeus));
A HY I (Chrysomelidae)e] WS dHH (flea beetle), 20l B (cucumber beetle), HE|H (rootworm),
A (leaf beetle), #AF Uz (potato beetle) E = (leafminer)(dE £, FEeT A U
(Colorado potato beetle; Leptinotarsa decemlineata Say), U~® S=Pg]H e (western corn rootworm;
Diabrotica virgifera virgifera LeConte)); &t e]Z(Scaribaeidae)®] Fo|(chafer) ¥ T2 HAHH(dE
So], dX @AY (Japanese beetle; Popillia japonica Newman) % 9 *49o](European chafer;
Rhizotrogus majalis Razoumowsky)); <Al o]Z(Dermestidae)®] <=AlFo](carpet beetle); Holdz]}
(Elateridae)®] ¢lolo ¥ (wireworm); WFF3(Scolytidae)el WFFH e (bark beetle); = AAE
(Tenebrionidae)e] AA&E (flour beetle)E >33t} T3, w2 2 ds dFe JAEdEH
(Forficulidae)e ZJAEA(AE E°], 9 FAE@ (European earwig; Forficula auricularia Linnaeus),
A AALd (black earwig: Chelisoches morio Fabricius))E F33l= HAFE el Z(Dermaptera)d A& L
% =dAE(Hemiptera) B wiv]E(Homoptera)® A% 2 %, odAdd Fdx=dAFMiridae)d A&
Hey, vju]Z(Cicadidae)e] ®im], wiwZF(Cicadellidae) 2] viv] 5 (leafhopper) (& &, wlvZ(Empoasca
spp.)), BT (Fulgoroidae) 2 T (Delphacidae)®] H-(planthopper), *#vwiw]Z}(Membracidae)®]  EF
&9 (treehopper), W5o]#(Psyllidae)e] A= (psyllid), 7FFolZ(Aleyrodidae)®] 7}FFo](whiteflies), %
&3 (Aphididae) 2] HRE(aphid), H2]ZE2 2 (Phylloxeridae)e] LA (phylloxera), 7F-Z=Ez
(Pseudococcidae)®] Z-AE @ (mealybug), DZAAE&#(Coccidae), ZHAH#A I (Diaspididae) B oAl o=
H 7t (Margarodidae)]  EZX W (scale), WoE#H(Tingidae)e] o (lace bug), =TAZ}
(Pentatomidae)9] =¥ A (stink bug), V=@ (Lygaeidae)2] Vx| W Z(cinch bug)(dE E9of, L4
(Blissus) spp.) R t& A= W 1(seed bug), AMEAFHA L (Cercopidae)] HH#A(spittlebug), dH=
A 7} (Coreidae) 2] 2F o4 W Z(squash bug) ¥ ¥ =A3}(Pyrrhocoridae)?] = W Z(red bug) % ZE
"o (cotton stainer)& X EF JE=TE(AcarD) (NS AE 2 %, dXd, A&l

(Tetranychidae)9] #Awn] Sof 2 A2 Zo(dE &, 5 A4 §of(European red mite; Panonychus ulmi
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Koch), T3 uto]7u]&o(two spotted spider mite; Tetranychus urticae Koch), =t} -Z-of(McDaniel
mite; Tetranychus mcdanieli McGregor)), °ol-3-°l3}(Tenuipalpidae)2] = Soll(flat mite)(dE &, &
M&ol(citrus flat mite; Brevipalpus lewisi McGregor)), =-&°l|¥(Eriophyidae)?] #T2E = HZ= Fof
(rust and bud mite) ¥ ¥ A4 So E At L FE WA FQI Jol, =, dIYERZEH
(Epidermoptidae) #o] FJWA] M=7], =& IE=7]F(Demodicidae)e] RFH=7](follicle mite), 71X
=713} (Glycyphagidae)®] =& H=7], FXE=7]3(Ixodidae)e] HEZ|(AE E9], A% A=7|(deer tick:
Ixodes scapularis Say), &5 W3 Z=7]|(Australian paralysis tick; Ixodes holocyclus Neumann), W"]=
N A=7](American dog tick; Dermacentor variabilis Say), Z2EFXZ=7|(lone star tick; Amblyomma
americanum Linnaeus) % AR XE]H|(Psoroptidae), 3o ZE|d(Pyemotidae) % A}ZFE|d|(Sarcoptidae)}2]
79 (scab) 2 &(itch) &ofl; w7 o](grasshopper), ™71 (locust) 2 AT (cricket)E F33l= w57
E(Orthoptera)?] A%E 2 FZF(dAZ 5o, o|FA wlFo|(migratory grasshopper)(dlE o1, Melanoplus
sanguinipes Fabricius, M. differentialis Thomas), W= #W|?&o](American grasshopper)(dE& £91,
Schistocerca americana Drury), APt wl5-7](desert locust; Schistocerca gregaria Forskal), °©|5=4 w|%7]
(migratory locust; Locusta migratoria Linnaeus), H#AFE7](house cricket; Acheta domesticus
Linnaeus), 2 A5 (mole crickets; Gryllotalpa spp.)); &)= (Diptera)d] A& % #%, dF B9, F
i (leafminer), v A(midge), ¥ 32](fruit flies)(Tephritidae), H=F32(frit flies)(dE £,
Oscinella frit Linnaeus), =% mli1E(maggot), J3#](house fly)(lE 501, Musca domestica Linnaeus),
ol71 " 3}2] (lesser house fly)(e|E& £9], Famia canicularis Linnaeus, F. femoralis Stein), <Fd I}
(stable flies)(<lE E9], Stomoxys calcitrans Linnaeus), W3}2](face flies), & 3} (horn flies), &=
% & (blow flies)(dlE E°], Chrysomya spp., Phormia spp.), % ©& Fxzol= 1] % (muscoid fly
pests), @3] (horse flies)(AS 5o, Tabanus spp.), HE 3gl(bot flies)(dlE E°l, Gastrophilus
spp., Oestrus spp.), 4 IZ1#]H(cattle grub)(el& ¥E°|, Hypoderma spp.), A% I2l(deer flies)(dlE
59, Chrysops spp.), A=(ked)(dlZE 591, Melophagus ovinus Linnaeus) 2 7]€l Soo}&(Brachycera), &
71(dlE E9, Aedes spp., Anopheles spp., Culex spp.), A4 32 (black flies)(NE £, Prosimulium
spp., Simulium spp.), PFol® w X (biting midges), =& 32l (sand flies), Alo}g]=(sciarids), % 7]E =
710} (Nematocera); <¥o} Zx™ @ (onion thrips)(Thrips tabaci Lindeman) 2 7)€} W A2 Zady
(foliar feeding thrips)E X &3l FAEE(Thysanoptera)e] AEF 2 FF; /s xgss EE
(Hymenoptera)®] & sZ(d= So], HA J}3E] 7Wu|(red carpenter ant; Camponotus ferrugineus
Fabricius), #74 7F8 7vl(black carpenter ant; Camponotus pennsylvanicus De Geer), I&FQ 7iw]
(Pharaoh ant; Monomorium pharaonis Linnaeus), 22 &7|u|(little fire ant; Wasmannia auropunctata
Roger), E70vl(fire ant; Solenopsis geminata Fabricius), ZAFPE/NU|(red imported fire ant;
Solenopsis invicta Buren), o}2#IE¥l 7lv|(Argentine ant; Iridomyrmex humilis Mayr), V| 700 (crazy
ant; Paratrechina longicornis Latreille), ®|o|BHE 7)v|(pavement ant; Tetramorium caespitum
Linnaeus), <<45% 7lvl(cornfield ant; Lasius alienus Foerster), 3 F7lu](odorous house ant;
Tapinoma sessile Say)), ®(ZHHE HS ¥3), FurH(hornet), L (vellow jackets) @ <o (wasp);
5% B 3Jfv](eastern subterranean termite; Reticulitermes flavipes Kollar), A% @< 37|n]
(western subterranean termite; Reticulitermes hesperus Banks), w%HaF =2 37§v](Formosan
subterranean termite; Coptotermes formosanus Shiraki), A< QTlet #AZE 37)v](West Indian drywood
termite; Incisitermes immigrans Snyder) % Aoz FT 3k 7|el 3ANuE E§st= 3 J|v| & (Isoptera)
o] 3%, FE(Thysanura)Q] 3%, oA, AWM (silverfish; Lepisma saccharina Linnaeus) % djo]ojH
HYE(firebrat; Thermobia domestica Packard); ™&|o](head louse; Pediculus humanus capitis De Geer), +
o](body louse; Pediculus humanus humanus Linnaeus), % +°](chicken body louse; Menacanthus stramineus
Nitszch), 7l 71%=°l(dog biting louse; Trichodectes canis De Geer), &3 o](fluff louse; Goniocotes
gallinae De Geer), & ©|(sheep body louse; Bovicola ovis Schrank), Zr-23 4:9](short-nosed cattle
louse; Haematopinus eurysternus Nitzsch), 713 4:°](long-nosed cattle louse; Linognathus vituli
Linnaeus) %R QI % &8 F43t= 78 33 F&= 7|4 ol& X &3+ "ol (Mallophaga)d] 3% i
WS (oriental rat flea; Xenopsylla cheopis Rothschild), %ol W E(cat flea; Ctenocephalides felis
Bouche), 7N¥M=(dog flea; Ctenocephalides canis Curtis), S™W=(hen flea; Ceratophyllus gallinae
Schrank), Z~E]ZE}o]E W E(sticktight flea; Echidnophaga gallinacea Westwood), 1%t WS (human flea;
Pulex irritans Linnaeus) % Efr5E % ZRFE FFsle 7|k HFE& 23ste= HE5(Siphonoptera)e] 3

=S X3, FrER AASE sFde AvlE(Araneae)] Avl, oA, Hu|AEAT(brown recluse
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spider; Loxosceles reclusa Gertsch & Mulaik) % E2=Aw"](black widow spider; Latrodectus mactans
Fabricius), @ Xul&(Scutigeromorpha)®] Xd], o7t FA|dl(house centipede; Scutigera coleoptrata
Linnaeus)7} ¥E3dct, ¥ wwo] 3gEe w3t AEZZA#(Strongylida), 3ZF(Ascaridida), <A|$-glth
(Oxyurida), ZHd%5(Rhabditida), Aw]d%(Spirurida), ¥ o|x=ZFgth(Enoplida) H& ZAAHoZ Fadt ¢
ds TEsteE AS5H, 23F, 7 9 77T 4Y, dAu(el2 AgEE AL obd) AAHOR FQ
g Y A (S, FESd5EHOeloidogyne)®  ¥E]EFd%(root  knot  nematode), HE]H o] dF
(Pratylenchus)®] g o] A% (lesion nematode), XA Z(Trichodorus)%2l 55243 (stubby root
nematode) 5) % TE % A HF(SF, e BAXNSRE $8% FF(fluke), &ZF(tapeworm) % 3)Z&
(roundworm), oA, wo] AEZRV|FA B} A(Strongylus vulgaris), N2 HA271er 7Y (Toxocara
canis), %9 BT~ ZEEFEX(Haemonchus contortus), 719 tl=Zzlelo} olmElx glo|t(Dirofilaria
immitis Leidy), %9 olx=Z2A|Ze} wZe|olel(Anoplocephala perfoliata), WrEEEo] daAlSe} &g
7} &l -2 (Fasciola hepatica Limnaeus) 5)o &A1& zt=t}.

Ir
2

B

I~
=

rO
=
f

2 Wy ggtEe 53], uUH|H(Lepidoptera)d 5 (dE £, wWAHH (Alabama argillacea
Huebner (cotton leaf worm)), ZLUF-AH& (Archips argyrospila Walker(fruit tree leaf roller)), %

X Z2(A. rosana Linnaeus (European leaf roller)) % Y& o}EXX(Archips) %, WE7]FH(Chilo
suppressalis Walker (rice stem borer)), STWUW(Cnaphalocrosis medinalis Guenee(rice leaf roller)),
S A AR Y (Crambus caliginosellus Clemens (corn root webworm)), FE% 7w (Crambus
teterrellus Zincken (bluegrass webworm)), ZE% WW((Cyvdia pomonella Linnaeus (codling moth)), =34
B9 (Earias insulana Boisduval (spiny bollworm)), duro|H st WM (Earias vittella Fabricius (spotted
bollworm)), wl=W3A B (Helicoverpa armigera Huebner(American bollworm)), <S¢ oJo] H{j
(Helicoverpa zea Boddie; corn earworm), W8] W (Heliothis virescens Fabricius; tobacco budworm), 4
= AvH Y (Herpetogramma Iicarsisalis Walker (sod webworm)), ZL#lo]X W&l W (Lobesia botrana
Denis & Schiffermueller (grape berry moth)), = WA E U (Pectinophora gossypiella Saunders (pink
bollworm)), H#UWa (Phyllocnistis citrella Stainton (citrus leafminer)), WW¥WUn|(Pieris brassicae
Linnaeus (large white butterfly)), AWuUn](Pieris rapae Linnaeus (small white butterfly)), #lFZEHd
(Plutella xylostella Linnaeus (diamondback moth)), H|E o}n| | (Spodoptera exigua Huebner (beet
armyworm)), ©Hl R (Spodoptera Iitura Fabricius (tobacco cutworm, cluster caterpillar)), 7F&¥hua
(Spodoptera frugiperda J. E. Smith (fall armyworm)), 852 (Trichoplusia ni Huebner (cabbage
looper)) @ ErtEAH Y (Tuta absoluta Meyrick (tomato leafminer)))el sl 53] %& A4S e},
rek, ® ouwol 38 9% Q& (Acyrthisiphon pisum Harris (pea aphid)), #A7] XY E(Aphis
craccivora Koch (cowpea aphid)), #&3F XS E(Aphis fabae Scopoli (black bean aphid)), W3} ARE, @
2 RQE(Aphis gossypii Glover (cotton aphid, melon aphid)), AF= XS E(Aphis pomi De Geer(apple
aphid)), 232 o} XY E(Aphis spiraecola Patch (spirea aphid)), TI7|€8lx ARAE(Aulacorthum solani
Kaltenbach (foxglove aphid)), ©7] IR E(Chaetosiphon fragaefolii Cockerell (strawberry aphid)), ©]A]
ol AR E(Diuraphis noxia Kurdjumov/Mordvilko (Russian wheat aphid)), FvAlz} HYE(Dysaphis
plantaginea Paaserini (rosy apple aphid)), FYAIARYE(Eriosoma lanigerum Hausmann (woolly apple
aphid)), 7VFEAFRARE (Hyalopterus pruni Geoffroy (mealy plum aphid)), Fd RRE(Lipaphis erysimi
Kaltenbach (turnip aphid)), =2 XY E(Metopolophium dirrhodum Walker (cereal aphid)), A} Q&
(Macrosipum euphorbiae Thomas (potato aphid)), Hwol-7a XRE, x4 Hpol ARE(Myzus persicae
Sulzer (peach-potato aphid, green peach aphid)), ¥/d5 Y &E(Nasonovia ribisnigri Mosley (lettuce
aphid)), ¥ XYE % & XY E(Pemphigus spp. (root aphids and gall aphids)), 54 o W&
(Rhopalosiphum maidis Fitch (corn leaf aphid)), & AT LLE FYE(Rhopalosiphum padi Linnaeus (bird
cherryoat aphid)), LW ZL(Schizaphis graminum Rondani(greenbug)), A=+=2] R E(Sitobion avenae
Fabricius (English grain aphid)), o] &&3} XY E(Therioaphis maculata Buckton (spotted alfalfa
aphid)), A48 AR E(Toxoptera aurantii Boyer de Fonscolombe (black citrus aphid)), ¥ ZM& L&
(Toxoptera citricida Kirkaldy (brown citrus aphid)); ©F27]=(Adelges spp. (adelgids)); =¥ FEZAZ}
(Phylloxera devastatrix Pergande (pecan phylloxera)); Bul] Z}Fo], a7tw} 7}3o|(Bemisia tabaci
Gennadius (tobacco whitefly, sweetpotato whitefly)), AWE|Z 7}5o|(Bemisia argentifolii Bellows &
Perring (silverleaf whitefly)), & 7F°l(Dialeurodes citri Ashmead (citrus whitefly)) 2 =4 7}5Fo]

(Trialeurodes vaporariorum Westwood (greenhouse whitefly)); A} wiv]%(Empoasca fabae Harris (potato
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leafhopper)), 22 WW-(Laodelphax striatellus Fallen (smaller brown planthopper)), ©o}Z2~E] wjn]Z
(Macrolestes quadrilineatus Forbes (aster leafhopper)), =2 ululZ(Nephotettix cinticeps Uhler (green
leafhopper)), W vlv|Z(Nephotettix nigropictus Stal (rice leafhopper)), W& (Nilaparvata lugens
Stal (brown planthopper)), S<FEF(Peregrinus maidis Ashmead (corn planthopper)), 3JSHT
(Sogatella furcifera Horvath (white-backed planthopper)), W& (Sogatodes orizicola Muir (rice
delphacid)), 2% wiv|Z(Typhlocyba pomaria McAtee white apple leafhopper, Erythroneoura spp. (grape
leafhoppers)); 7] wlW|(Magicidada septendecim Linnaeus (periodical cicada)); W3} F4 =AY (Icerya
purchasi Maskell (cottony cushion scale)), 2} FZ&= 2AY(Quadraspidiotus perniciosus Comstock (San
Jose scale)); = ™E|WZ(Planococcus citri Risso (citrus mealybug)); 7]EF "Wz FZHx
(Pseudococcus spp. (other mealybug complex)); ¥lU5-o](Cacopsylla pyricola Foerster (pear psylla)), 3
EANEUFO|(Trioza diospyri Ashmead (persimmon psylla))E& X3 sl= viv] & (Homoptera) &2 H-E 2] ULl
g3 ez A S-S zrerh. E3, Y] sES 54 ofF dd|(Acrosternum hilare Say (green
stink bug)), Z2=#elAl He(dnasa tristis De Geer (squash bug)), X H#(Blissus leucopterus
leucopterus Say (chinch bug)), W3} #ol2 HEl(Corythuca gossypii Fabricius (cotton lace bug)), Ew}
E dHY (Cyrtopeltis modesta Distant (tomato bug)), W3} Z2HelY(Dysdercus suturellus Herrich-
Schaeffer (cotton stainer)), 2 <FHW e (Euchistus servus Say (brown stink bug)), Zuto] <3 e
(Euchistus variolarius Palisot de Beauvois (one-spotted stink bug)), A= H#e FZIHx
(Graptosthetus spp. (complex of seed bugs)), & AUFAR Bl (Leproglossus corculus Say (leaf-footed
pine seed bug)), WA EH (Lygus [ineolaris Palisot de Beauvois (tarnished plant bug)), ©% =4 o
% WHdl(Nezara viridula Linnaeus (southern green stink bug)), 2o}# | (Oebalus pugnax Fabricius
(rice stink bug)), W& WA= F(Oncopeltus fasciatus Dallas (large milkweed bug)), W3} Zg| &
(Pseudatomoscelis seriatus Reuter (cotton fleahopper))E X% sl= = A& (Hemiptera)d] Aol i) &
Ae zZkeEn. 2 dde] g3Ee] o #HAEHE e 2% 5 T AU (Thysanoptera) (& £, 43t
FANB Y (Frankliniella occidentalis Pergande (western flower thrip)), & ZFANWe|(Scirthothrips citri
Moulton (citrus thrip)), W5 FNHE(Sericothrips variabilis Beach (soybean thrip)), % %3} ZaHd
(Thrips tabaci Lindeman (onion thrip)); % =AHIE(Coleoptera)(dlE Eo], FZe= 7 =AHd
(Leptinotarsa decemlineata Say (Colorado potato beetle)), HAIZY F w23 HE (Epilachna varivestis
Mulsant (Mexican bean beetle)) B *E|gold#|E(4eriotes), ol d|E(Athous) & WopHdlS
(Limonius)®] "}opH#E 29},

o

woue] BB ma ArEal, @A, AAFA, AEA, A (acaricide), 4% 24, o)

o ASAl, BAl, BASEE, A, AZE, 44 ASA, e ARSA B4 SPE we

WUy A, vhelels, EE AR TSk 1% ol de] e AR B4 HYE E: A8AS

g o wele 2 SRS ATt 9EAR AFAE 24T & A WA, B oune 24

84 faFel 15 ol¥el ¥ 34 24 E g
AASE 5 Qe ol ARy B4

E, obdEtr e =, ol

2
E

=)
@, FREAUE, FRE3

2=

AEA, A7, opubEE, opAl
, , AEA, AAYACE, RI2HH, 728
FolaE, EREYEs, FREdEa-vd, dRvheAE, FEEYY,
el , AEeR, HEPER,

= AEEF, ozdHldyg2oolE,
2E, g2 E, dsAztEd, AZIREY, HAZZA M| E, sdyIdolE, Fxad  FRU7Hv
=, FFAEIUCIE, Be-E P olE, SRS E, Ay s, GRANAE, GAEFRE, oHE
2xys, QdEAtER, olidys, FIHFE 2 Eoluw ¥~ wEthE L,
A=, R, s g =, Yeold, =MRg, A, welge, 5
e e-ve, HuEY, THE, TAR IAME, ZaAmvE Iutzd, Z@exs fUEZZ,
gy, HZEANA, ZHE, AfuAlE, Xy gRieds, HIENFE HITEY,
Hi-zs, HEHGES2ENZE, Holgazgs, EopvEs, Heurzl2rn, HOosH-UEF, Ed=dE"
EfERaE 9 EEFTE; AXAA, d3d, oprulEe}, ofHA=ERR, Hed, BHAEAd-S, HE
T EFE(ANY7) Te), BERauE slexgsie gtetE | 7gE glEdcy, SREUE, F2Rg
29, 7 SAERgeE, ] A, AEFAURE, AEANE, AZzaus, AlZRYd, (5)-3,5-HERR
N-(3-FZ22-1-NE-1-HE-2-E X2 ) 4-HEul =oln] = (R 7281), TIEZAIHE(S-2900), tEF2d, t
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2, YdxzygdE,  (9)-3,5-035 =2-5-wE-2- (A2 E Q) -5-3d-3- (3 d o} v] 1 ) -4H- o] W] T} E-4--2 (RP

407213), HYHWERZX  CEAZEZY | fyiuvE, duavEN, =9, dudles, o EAFUE, gHRAl

=, AviE, ddEE, 9RauE, A7k =(s7X0722), Y ERd, AZ2yd, Azevres g

Aol E, A" sEFAs, ZFopAd, EFUSad, ZFHEH(RPA 403397), EFIAIUE, ZFHTE,
> [e)

EREDY, BREYNE, TAE, TAY-LFE, FEU, Fohieh)2(5-82658), ArbantE, ofLm
hva
=23
-

e |

WE, o|ZRWINA ) o|ERUL, olAhXEHEI, I, AAEAH-vE, REAE, epdE, =54t
zgd dgzd qEdygE WEL:AEZH/H e AEZH(SSF-126), TE2REd, 9 o-okAR (H
g dgol2adolE), SAYA, AIyE, AASE, 22U, Z2F2dx Z2arstad, Z2951
Z, Yydss, P22, JYued, 248, F5AA, 29E3AR, & gFagE, dEHGIY
Z, HopltkE, HEFAME, HeddlolE-dd, H, Holtjd, EgolymE, Egoirs, EgrET
EYIFA2ERY, EE IV, dEuva 2 RE2E; AATA, dxid), gt S 9
AU E 2, A, A, 2EFEntolAl; ARjA], o7d], olmEZ=, AxdEUE, SEMA0lE,
AEAER, tho]l &, tholdeF 22, JdEAE, #HuyAd, dAREE A=, AzZeIEY A FAHE,
AAEolEx, ZEeEr|E oyl 9 dRdAIgs; 9 AESA LA, oXd, ssp. oFo|Rp&}o]
(aizawai) R FE2EV|(kurstaki)E £33t vbd el W7 | MA| 2 (Bacillus thuringiensis), WA 2 A
P71 dA 2~ e} A=E21(Bacillus thuringiensis delta endotoxin), WFZEZHlo]#]2(baculovirus), 2

arL

~ T

Mg ol voles W AF. ¥ uwe] BFE ¥ 10 2YBL FHAE AFelA 54 wHA(o
=

Z=

[¢

il

o

oL
d
I rlo

o, v # 2 AE-7AA 2 B A (Bacillus thuringiensis toxin)< A
Al€E F oy, 2 dwye] o Algd FHRF 5 WA 3EY e ddE 54 duEy g4 4

32 e 4 gl

ol ¥4 RBIAY durzel HuFEHS H3[The Pesticide Manual, 12th Edition, C.D.S. Tomlin, Ed.,

British Crop Protection Council, Farnham, Surrey, U.K., 2000]°]t}.

o] 3t E3slvd vigA gl AEA] 2 AuAle FEERelE, ofHd], AFEHEY, ATRRE
NEFEH, WERAIZFEY, ol EooE, Ay 2dolE W ELZWER,; sl2nuldolE o7
CAEETkER dEY”, SAP 9 HorstER; Yoy eols, o7, EREoMHY, ojnttE e
2 golFEIgs; FAF A ZAdA, A, AEAFIER; AE2A naRAEY gE | oA,
2 wAlE ) opubE Rl ofHHE Y 9 oulEE ;g -oln| i B H 24HGABA) HEdA], oA, =
2 EzRd; A fEHel, AdXd, EREAETE 9 EYEFTE 7% % A, ol
2 Yz EAG; AuERR W olw|Egt2E et 2 iy F71ol kgt

A HPAFAEY TN 2 (Bacillus  thuringiensis) 2 HPAFE~ F A= E21(Bacillus
thuringiensis delta endotoxin) R HFE=H|Z | (Baculoviridae) <] A % FHAEE
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EY =dA(drench), Bl Y 24E, B wa A B o|H=R2A A&
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G
4
H
he
0
SO,NH-R3
38 R4 R3 I $3 °C
Bl Me i-Pr 4-CF3-¥d 139-142
B2(Ex.1) Me i-Pr 4-OCFy-#d 104-107
B3 Me i-Pr  1-(3-Cl-2-3 & T d)-3-CF3-5- et £ 69-73
A~ X C
4
H
hd
0
RrR3
0
e R4 R3 J G4 °C
C1 Me i-Bu  1-(3-Cl-2-¥ 2|t €)-3-CF3-5-2}& " 138-140
C2(Ex.3) Me iBu 1-(3-Cl-2-¥3t]d)3-Br-5-y=h&EE  119-120
C3 Me Et 1-(3-Cl2-¥2ltld)-3-Br-5-2}&3Y  185-186
C4 Me Me 1-3-Cl-2-¥2|t]d)-3-Br-5-H&&H  133-135
Cs Me Me 1-(3-Cl-2-9 2] v] d)-3-CF5-5-9 2} & 113-114
C6 Me i-Pr 1-(3-Cl-2-9 2| ] d)-3-Br-5-# ebE™ 102-104
C7 Me iPr 1-3-Cl-2-3 2 T1d)-3-CFy-5-HekE Y 124-125
Adl~ X D
4
H
hg
0
R3
N,
~O0H
R R4 R3 J $4 °C
D1 Me Et  143-Cl-2-¥2]c]g)3-Br-5-¥2t&E  152-154
D2 Me Me 1(3-Cl-2-¥2|t]d)3-Br-5-HetEd  181-182

3 whle) guoba A
/\‘EQA

W% E U (Plutella xylostell)®] WA B8] 918 A8 e 12-14-9-4 A4l HEol ¥ £
B e A ZHelus TARAY. o] AFeAE Agste] 47§11 £F AR 27 olA 10-15 A4
FEOR A RN, tael fEol TgE wstd 2F AR AERY E902 AA%e §3 2 A
B8 EPE B8 AP AU olEART. A fES AR Bt 30 wet A 4R o
Esoinh

>
i)
Lot
i
i
rlo

|
N
o

2] AAZE gl & obAlE 10%, = 90% R FHotHESAER, FE AL, =9



<444>

<445>

<446>

<447>

<448>

<449>

<450>

<451>

<452>

<453>

<454>

SS=50dl 10-0866463
ATEREE e XTN(EHER) 22Uy 2-F xED vo]2A AUSA(HERE JITAEL,
A=.9] Al) 300 ppmes EFSH= FNE ARESte] AASAIZT.  AASHE steEs 7 AE e A
1.27 cm (0.591A]) Sl A8k 1/8 JJ A& vpe(AZ ey Aag= )= SUI2 2577 =55 &3 1 nlé
NAE A&eTE. o5 AR Fo BEE AR sH¥ES 250 ppm (= 1L oldh) o' EAMAZAL, o] & 33] wh
Seklth. AlAskE AIE shgrEe] 2AF 5, A AR GRS PHIRE B A7), ofojM, el 2 &
A" A v A" FHES 25 T 2 70% Aol 520 A AR Tl 62 st AAAZE. olojA, 4
2 A4 ddls Al es JrkE i

A" SR FollA ] stEES w2 S AE RIE A (A Js 20% oldh): 1x, B3,

Ad=xo] whek(fall armyworm; Spodoptera frugiperda)®] WAS H7}sl7] 913 A8 FRE 4-5-9-4 =
(maize) A&o] Wio xgd =2 /) ZeoyZ FAHATE. Al Ao 7l&H ukef Zo], 3o A&
AREEEe] A7) FRS 25 AR 27 A 10-15 1-9-A fF o2 Abd ZAEA T

%
A A A1%E el Wk AE SFES AT, 250 ppn (EE 1 olshE BAAAT. A7) A§E 3
8 wEsignh. ¥4 F, YS9 4% B Fo AN, olold, AQ Adl 1%H uheh o] 74

oz s,

AlRE stgE FolA 7] SFEES 52 FFY AE BEE AT (44 Fal 20% olsh): C2x 2

A& C

2] sHuek(tobacco budworm; Heliothis virescens)l ¥AIE H7slr] 918 Ald fH2 6-7-A-A W3} 4
Eo] Yo x3E A2 s ZeHoYR FAHATE.  AlE A Zisd uie} Zo], I MEHE AMEEIY
A7 FRE 25 AR 27 A 8 2-Y-A frEoE A AAAFH Y.

Al Adl 71 vbell wet AlE S3ES AASelal, 250 ppm (BE 1 o]shE EAMFTH. 7] AlES 3
3] dHESlYE. A 3, A8 RS A A Tl FAAT)AL, o]ojA], AlF Adl 7isE ule} o] AlZHA
o2 Hrtsilth

AldE SEE FollA 3] SFEL2 g =& Y AE BIEE AFSAT (424 &l 20% olsh): 2+ &
Co* .

x50 ppml.E Al & &},

w10 ppmO 2 Al g,
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