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B Az 4 . A9 dEolA B v AA T g2 dx Wye] vree duAvIEd 488 -
ATH.
wrs4] 4
e}
T &/H\ E 5
®%n H B @ &
N 3 pTSA N\R3
(o] O
6 2b
[0163] Ry B Ry 7H7F S@A 01, b7l Bz of#gl.
[0164] WS Sel A melzl whsh grol. 8hsba 2co] SRS Bheh 89 HlESEREeE L GEF opJsy
B E w8 o] A% = vk (J. Het. Chem. 1971, 8, 231-236). 7], oA Egddolyle] &

Astol sHoHa 209 SHEES A GokE 30 WSAA ey 119 JYEL ATH

o= =
w4 5
. %/]
B 4
®%n N. ®n scoct ®4n g
NaN3 3
Hy804 BizN 3
i NH } . NA
0 ° ¢}
8 2% i3
[0165]
[0166] shoba) 39 b QstEe SS 2@ Fol @ 2AsiEe] Qo dwdom Fgahs A S84 99 o
% sl Robd lzRAtomRY FREG, Tel dhota 9o A=RANe R AL ek, shety
9a W= 9fo] FAAR] utgAgt 4k B 79 FEE 4 A8ES] AxE fgh FAo] A0 01/706715.0 7%
o sk,
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S=50dl 10-1011837

Hs4 6
J-COOH (€ochy 3-cocl
9 DMF 3
[0167]
H
L o0 o
|
™
3 <5 F3 CHy me” CH;
9& 9b 9C
CF3 q Xy COH CF3WC02H CF3 q N COH
N—N_ N— Ne—
B N
AR
od
9
[0168] . © of
[0169] s}5h2] 9g 1A 9ie] P HE FtERANE FAHoR s 99 Abe] wpgA g Hgfo|th (vkgA 7)
shsha 109] IEES e 119 2,3-t 223y} JESAA v gk x]gtete] gigk 953 Solds
Zb= 3eha) 129 1 an]uumrzo ek FEE ATt A 129 HFES #HEF vlolaZEgoluE
(LDA) = =533 oAzt Aol Bl F9o AAHoR 3 9g-9i9 I EtE AMS AlFET.  FsHA 919
S S F71 *ﬂTA} S A d 1o AF3FATE.
w54 7
R c R3, R
7\ N KyCO3 1{ \ 1)IDA N< \
+ —— I it
DMF CO,H
| Z 2) COy
H C a
11 =
10 |
102 RS3= CF3 9l F
10b R 19! 12 9gR5 CF3 ¢!
10c R3+ Bro! mR= a9
% R5=Br
[0170] d
[0171] ket 109] &3 Je3E2 FAE sgEolAY FAE Wl mEl Az 4 vk, HAHE 10a" od AA
[J. Fluorine Chem.1991, 53(1), 61-70]°l 93] Az 4 vk, 34 10b 2 10ce HFES TH HA
[Chem. Ber. 1966, 99(10), 3350-71°] we} Axg 4 v}, 10b E 10co AZXE 93 83 HHS kLA
8o 7l=stidh. e 139 &£3Ed JHES n-F2EE (nBuli)o®E F435% &, dXNZZ 2 g B
1,2-UB2RHEHZZZ ogy Jo]29 AH dzAoz 3 149 F2As8td FEAE 5. 22
1*1 Eﬂ%—‘?&i"“ﬂE*P (TP 0.2 £9rdr|E AAs S 7&2sn $53 =82 vg= 10b & 10cS 7}
7y 5. ol AAE fsk FUb AE MFANRES AAjd 19 7]&3FT.
Ll
0 o, "
——>l)n_BuLi RS TrA / 100 RS:= 191
SIOZNM% 2) Cl3CCCl3 1= N \ 10c RS Br‘.:J,
- BrC(CloC(Clyphr  S02Me2 |
13 14 o
[0172]
[0173] WES A 7oA EA]EE HFH O

Eg_o_ /\1 §]_25]—)\1 9h Ul 914 J}Fq-}—i'} /kEI/\ o ne2 goﬂ/q 7HE¥6]- H]—\ﬂ
Aws e e 158 dolg el =k wgAlA uehE . !
B BESAA S8 179 @R fEAE AT Qw2 EAs)
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[0174]

24, R7} CF,9 3484 9go] v]e&7}

o

A% wpEe] 8y

[0175]

| Az 5 At
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=0

284 10
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[0176]

A

o4 sheba 18e] 8}

5
&, ghsha] 199 wElstE AAES

[0177]

%

UEF (CH,S(0)CH, Na'),

A)
=

2-tert-F-do|n| =-2-1]

L
T=

Tk,

TR
o

|=2-1,3,2-t]o}=}

S

Yol -1, 3-0) v e -
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[0179]
[0180]

[0181]

[0182]

[0183]

[0184]

[0185]

[0186]

[0187]
[0188]

S=50dl 10-1011837

24 11

NaE a COsEt
18
a ——
T e | & AAA

X
23
Suf, oA &, WighE £ o EAL FollA sheha 219 =ikl SRtES 818k 229] Ao A st
speba] 23¢] s=ehEd ATk A Zﬂﬂzﬂ (scavenger), it Egleldelnlo] Exjstd] Hqgk 7]
S, oA "HERade B HEGS =R FolA 34 239 sugtEs oY S4E AstES kg
]74 5}61—/\1 18,] 5}2‘; S AFsith.  sheka 14 sl=ehl shghe2 T W, ddd sehy 119 dest
q F

st 19] BB Axatr) A5 2] 714

5

F 9eS dXSY. ol A, 3 Al BRI/ A=

ARES 48 Aojth. BI79 AME 9 MY 5l8 FAddA Gl A Bugd 3ot} (dF 4, v4d
le

[Greene, T. W.; Wuts, P. G. M. Protective Groups in Organic Synthesis, 2nd ed.; Wiley: New York, 1991]

Fx). FUAE, AR Ao, AR WAl EAE uhsh ol £l Ak =Y Fol, HASA 7145
A e F7h B0 G4 BAE FAstel S34 19 SFES GHL HAtE ol BT & Yee A
@ Aotk YYAE @ H34 19 PR Az A AN 54 2AS dqvisks R o)sle] Adz
47) Aol EAE GAE zgel Fadstt o] "ed & e AN ol FAE T 2
AAE SoH 19 S5 2 F0AC OFE DA, DAY, AL, 41354, A8 2L a9 wgom
9712 Qe EsE A971E W 5 9ee A4F ol

S g F B HHAEE 2E] dEhlA Fe ¢ RuR 8 Rogeltt. H NR 2HEHE HEZ A
GO 2 E ppn =] YERE: s @dA, dE oA, t= AT, o AR, 2 BsAl, dde o]
T olFAl, dte AT o]FAl, br s B ©dadett

6-HE2R-1-[[3-HE2E-1-(3-F22-2-9 | d)-1H-9&E-5-d |72 d]-8-m E-3-(1-H =& &)~
2,400, siH-#AY=HA 2

A A: 3-HEE-NN-tHY-11-9#tE-1-sFoln 9] A x

2EE 60 T "o R §X5EA, -78 TolAd Hdxd HEHS=ZFH (500 nl) T N-tiWEEandyeE
(44.0 g, 0.251 mol) &l n-HFEzlF (A4 5 2.5 M, 105.5 L 0.264 mol)2] &AS Hrlslick.  #H7lst
=S¢ 2= uygEe] FAHJL. HIE IdEA 2 15 & 5 fX35a, o o &
:_[IL‘__

o %7
T8 70 C "yt g §X51HA, HEDI == 2-TBE2R-HEIGZFZ 2 E (90 g, 0.276

mol)9] &AL Arisigleh. WhHE EFEC] T Eﬂxl*“ Aedl; F7EE 15 W Tk AgEA ant
dtt. -78 CxE AAst, WSES & (600 nL) & AAsIT. WS EgES tEFEade 4 xR F
3k, f7] FEES oo s dxsa, wFsdt. 2ANES SHARA HSEEWe/ I
(50:50)& AFg35tE= A7tAA azntEagIR2 F7F AAste] THE £ 0 (57.04 g)2A A BAE

H NMR (CDCl3) & 3.07 (d,6H), 6.44 (m,1H), 7.62 (m,1H).

oA B: 3-H2RygEY Ax
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[0189]

[0190]
[0191]

[0192]

[0193]
[0194]

[0195]

[0196]
[0197]

[0198]

[0199]
[0200]

[0201]

[0202]
[0203]

[0204]

S=509dl 10-1011837

EYZ T ZOAEA (70 mL)o ¢4 ARYEY BEryE: PAE (57.04 )& AA3E H7Fskdck.  wke
SES ARddA 30 & Fe wnke ohg, Agstel wFsgivh. IARES A4 T &A1z, & 1
PEE Agsta, dAkE SUAA LA2A ZALES FEIIST. ZAHES SYAREA dE OMIENOE/
gz 2uer (10:90)& Abgets Ae7tdsd azrtEadg a2 371 AAste 2dS #5830t 295 o
ZR2ve Fd £317] FTENUER F8Qo2 F3A|7 (Bx) o2 FZ3faL, FAkvt

[e)
o N ER 428 12, gF2=dE
oz Axsal sFate] g0l 61 WA 64 TSl WA udE (25.9 g) 24 A AAHES 53300
IH NMR (CDCl3) 8§ 6.37 (d,1H), 7.59 (d4,1H), 12.4 (br s,1H).

GA C: 2-(3-HEE-1-dgE-1-d)-3-F=2 2] Ax

Ax3 NN-tWgdESolm= (88 mL) % 2,3-tF =298 (27.4 g, 185 mmol)¥} 3-H =R (25.4 g,
176 mmol)9] E3&E] BAFZE (48.6 g, 352 mmol)S F7bslal, whg EFES 18 AlZF &<t 125 CE 743}
At W EEES HRo= %ﬂoh ASE (800 mb)ell FArt., HdEC] FAHJYTY. HHd 1FES
1.5 AJIZF weoF mutslar, ofzslar, & (2 x 100 nL) 2 AF3EE. LHE o3} Aol4E yFzadet

i ol
SelA7aL, =, IN At %E&*&L}E% gl ® AeR eAeR sy, a2 g, 47l FEe
& A vhadlg e Axsta, wFete] BEA ¥ 30.9 g& F5EGIY. 2udEs ik Fol dEA
7131, 1 AIRE gt A andellth. adEs ojueta, date s AlFelal, daxste] NMRel o) 94% =
I eER SAE AN B (304 9 RA A =S FEESIT. 47 #dE @ Dol 7 A 8l
o] AR&H A

'HNMR (CDCI) 8 6.52 (s, 1H), 7.30 (dd, 1H), 7.92 (d,1H), 8.05 (s, 1), 8.43 (d, 1H),

A D: 3-H2H-1-(3-F22-2-J 0y |-1l-9}E-5-F2 5 2ake] A%

-76 COHH Zj i3 EﬂEB‘ro]ti—ﬁr%‘r (250 mL) A CERE O Izt AAEE (30.4 g, 118 mmol)o] &df
= dF yolaZ2golu= (118 mmol)e] &N &

7}0}913}. il; b TS, olalslEAE 10 ¥ Bk wEHEe 57 C&

7FeA AT, kg %J S 20 T® 7}&43 2 A8t vk EES w5 Ue, = (1L %

B Z (500 mL) ZFoll &s|Ar7]az, T&QME% T4 (1 FEAS dH ==

Aﬂ?ﬂé}jl oﬂ)\}oi

QA FA =S F5

T3 H).
1H NMR (DMSO-dg) § 7.25 (s,1H), 7.68 (dd, 1H), 8.24 (d,1H), 8.56 (d,1H).

YA E: 6-B 25 -8-ue-20-3, 1-HZEALZ-2, 4(1H)-t] 29 A%

Z22HEA (12 nl) & 8-vWE-20-3, 1-ZALA-2, 4(1)-1< (10.0 g, 56.5 mmol) @ 29=387F (0.36
g, 1.8 mmol)2] &qol BF (4.6 g, 28.7 mmol)S H7Islar, WhgS A-2olA ¥ sty 1 o, wF
& MAM3F Ha TEAUEEF BEYE plE 72 T3 HES oFgsta, B2 AHsA

S o

=2 =]
WA P E (11.4 g) 2A H431= HAE F53AH.
TH NMR (DMSO) & 2.34 (s,3H), 7.76 (m,3H), 7.85 (m, 1H), 11.21 (s, 1H).

A B 2-opr]e-5-B 2 W -3-ve-N-(I-v Do)l =0l = o] A%

e (20 mL) 5 ©A EQ WIHARHIT (40 g, 15.56 mmol)e] Hgrddo] o]iAx=zdolnl (1.2 g
mol)E H7teta, WHgES 2 AIRE Bt #F stEsglth. 1 o, eSS W4k, EFoE N A
A

Sa7] AelA F5 tg, JAFsd Az 1¥8E (5.01 9)& 533

of

IH NMR (DMSO) & 1.29 (d,6H), 2.15 (s,3H), 4.25 (m,1H), 5.75 (m,1H), 7.24 (m,1H)
7.27 (m, 1H). ,

GA G 6-BH2R-8-vE-3-(1-w = 8)-2 411, 3D -FAYE )22 A=

O]LAF (20 L) = A Fol ¢krgpdoln|= (1.11 g, 4.1 mmol) 2] &Ho] EFa (2.3 nl, 4.6 mmol) F EX
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[0205]
[0206]

[0207]

[0208]
[0209]

[0210]

[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

S=50dl 10-1011837

A9 2.0 M §92 ArhAAT. WSES ALONA o 1 A Fek wwd thd, 4 A% B 87 st
Aeow PG, WA uYRL cldsu, Axse] BA HUF (0.8 & FEIA

1H NMR (DMSO) 8 1.43 (d,6H), 2.34 (s,3H), 5.12 (m,1H), 7.67 (s,1H), 7.85 (s, 1H).

9A H: 6-BRERE-1-[[3-HER-1-(3-F22-2-vgud)-1-v=-5-d]7lend] -8-mE-3-(1-m=f&)-
2,40, 3D-FAUEA Y29 A=

guExEolr= (5 mL) T @A Go AYEH=
e A

245 mg, 0.825 mmol)e] &Mo| F=AZUEH (60% 2.d &
A, 36 mg, 0.90 mmol)S F7FabaL, oA mwkalgith, tFE2vek (10 mL) 3 &4 D (500
mg, 1.65 mmol)e] I|g}tZFAte] &S %%5}—‘2 Ho] whs Sz 9344 (0.17 mL, 1.95 mmol) 2
DMF &t &g M7ttt 7] £3ES 2 Al 5 wRkst b, w538ta, Fstl wAeitk. A 4
SIS 2/ S FEo® . olEgt BE F S DWF 5 mLel &siA7]a, FAUE-C2/NaH vhS
S o€g ofAElo|ESt & Aol

o —

g Arlstm, AHE EFES ALdA 3 A7 Bk awegith. W
oA BujAl7|aL, BRE 23] AT thd, G52 A, FAUYEFoE AXsGT. ZANES SYAR
A1 99:1 EREYE/OMAES Agyta A ARnEaY IR AAStY B A3 3RtEQd A4 RES 5

sHATE.

IH NMR (CDCl3).8 1.47 (d,6H), 2.17 (s,3H), 5.08 (m,1H), 7.12 (s,1H), 7.39 (dd,1H),

7.54 (d,1H), 7.91 (dd,1H), 8.17 (d,1H), 8.34 (dd,1H).

AN 2
1-[[3-BEr-1-3-F=22-2-J o d)-1I-F }=E-5-d |72 1 d]-2 , 3-T] 3| = 2-8-v & -3-(1-o & o & -
40D -AYE =

A A: 2 3-t]sl=2-8-rEl-3-(1-m el ED)-4(IH)-AY=2]=2] A%

AErE (10 mL) & 2-obv|:=-3-wE-N-(I-Hede)ml=zolu]= (0.5 g, 2.6 mmol)e] &Nl &}
(78 mg, 2.6 mmol) % p-EFAEZAL (18 mg, 95 pmol)S H7tsla, EFES 170
4 AIZh) BFolA 7rgsiglth. SvlE dstel AlASIY] ZA SIE (X 950 A, olE F7 AN
o] AM&-3FATY.

"HNMR (CDCL) & 7.9-7.8 (d,1H), 7.2-7.1 (d,1H), 6.83 (t,1H), 4.97 (m,1H), 4.57 (s,2H),
2.17 (s,3H), 1.22 (4,6H).

@A B _1-[[3-Ha2w-1-(3-F22-2-vd)-10-Te}£-5-d |72 v d]-2 3-t]3| = 2-8-1| & -3-(1 -] E o
)40 -FAEFe] =] Az

HEE2dg (10 L) ¥ FHEE-1-(3-F22-2-FHu]d)- -7 }E-5-7t 2544 (787mg, 2.45mmol) (5,
AAlel 1, @A D] AHE) ] ﬁ°“°ﬂ gudEzgobv= (20 w) 2 A3t (235 w)S H7bsink. 3
Fob wtalxl B, HLES s AAstE, FHFES F2ade (5 ul) Fol &
Mol u-s- el %EE}O]E (10 mL) & &7 A9 BAE (0.25 g, 1.2 nmol)¥} &l (148 uf,
1.8 mmol)94 %J% of H7tetdvk. WA FHLEolA wwrek ths, 2% DVB (1 g) (EF7F Avlel oA (Fluka
Chemie AG) V=71 W& 90603) % 7tugl ZE] =g A3d 1,5, 7-EFolAHAE2[4.4.0] v ~-5-¢1& #
7hataL, iﬂ%% F7F 15 & st wwksigitk. 1ok, EFES oJFstar, skl sFsiic. A4
AFES A7t 4 A2 EaY9 R ZAste] W 13E (0.18 g)EA] & EHE o] sFHE XA SEE

mw mlu

lA

O
tlo i

Lo

"H'NMR (CDCl3) 3 8.3 (m,1H), 7.9-7.8 (m,2H), 7.4-7.3 (m,3H), 6.0-5.9 (s, 1E), 5.9 (d, 1H),
5.0-4.8 (m,1H), 4.4-4.3 (d,1H), 2.10 (s,3H), 1.3-1.1 (m,6H).

37 AAd 3 AAd 12 20 7]EH 7 @A) 9 dE So], -HRR-1-[[3-HE2R-1-(3-FZ2-2-
ﬁ%ﬂﬂé)—m—ﬁw}%—&%]ﬂeaé -8-me-3-(1-m gl ®)-2 4(10, 3D-FA == 2 1-[[3-BHex-1-
(3-F22-2-9 gt d)- -9 &E-5-d 1721 d -2, 3-1 3] = 2-8-H P -3-(1-¥ e &) -4(1)-A Y Z e =S Al

xetedl AHEE F Qv 3-HER-1-B-222-2-9Yd)-1H-T gE-5-7t2 544k W A xE V&3

ANl 3
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[0219]
[0220]

[0221]

[0222]
[0223]

[0224]

[0225]
[0226]

[0227]

S=50dl 10-1011837

3HEN-1-3-FR-p-veod |-ll-vepE-5-The nd ko] Ax
L I = W7 = ety 2 = i e 2 i R e A ) A

AR AwRE7], XAl FH7F ZAur], 35 &5V 92 AA AR E AT 2L A Eehkede] B oEs
(250 L) ¥ YEF oI5A= o er&A &9 (21%, 190 nL, 0.504 mol)& FASACE. EFES oF 83 TolA]
A7 Hdegt. o, -FERE-2(1D-vE e SEEE (68.0 g, 0.474 mol)E A s, EFES
5 % Bt oA AZMEEth. 1otk A &YElE teld ZEolE (88.0 mL, 0.544 mol)E 5
A7 A7rsidet. B3R S2E HArlehe §< @A ST ALY wiA e oj2y RE FUE
HAh AAE HES WA A4S oF 10 EE FFA FASTE. 65 TR W7e o, whE 2
< x4k (50.0 mL, 0.873 mol)oZ A, HHEo] FAHAYG. ETIES E (650 mL)E 34
, AAES ST el gag WxeA Yrtskqdth. AAES 28 TolA =7 Wo} ATt
2lg] g 2 AIRE Sk oF 2 TollA fASY. APES AFHE FI Dk, £4 e (40%, 3 x 50
mL) & AHE vhE, oF 1 AIZF Bt o 3y] AellA Fr-dzsglth. A B SES nd44d 5’#3 ol

o)
A Bu (70.3 g, & 550)2A S5 S0 BaEo] [ NMRO o8] wEE A ek},

Lo,

Az

MHE

&rw_é

1H NMR (DMSO-dg) & 1.22 (t, 3H), 2.35 (d, 1H), 2.91 (dd, 1H), 4.20 (q, 2H), 4.84 (4, 1H),
7.20 (dd, 1H), 7.92 (d, 1H), 8.27 (d, 1H), 10.18 (s, 1H). ‘

@A B: dE 3-H2H-1-(3-FE22-2-9gud)-4,5-Us = 2-1-Y&Z-5-7 2B A G o EL AX

ZIAA wRkr), XA, H7b @W] ﬂ% %iﬂ 92 A AT
(400 mL), °l€g 2-( , B AJ A E) (50 0 g,
Al

3= (5
HE2319 (34.0 g, 0.119 mol)% TSR, oA &eEE 20 w4 AA 83 TAA
/\04 fe) [ez]

ﬂw 714 O}Mu} AE B, QA g 75 B Fob SR rIEEG S uf, wwsh aa A
AAE FAHUT. BF $E27E =7 ez gAste, 59 T8 ZFA (300m)S FHAT. 71AF
w7 E F&Fe FHA 1-L A ZeAFe FERRVESR (45 g, 0.54 mol) 2 OE (200 mL)E A3
FEE NS EES FTEIUEER &8 5 ol A Hubeld. A" -4 ERES 5 B w244
SHA RS W, 71A HEVF FAEJYY. EFES IR (200 L) o2 3AMstar, 75 ¥ Bk w

AekolE ($R4IE) 545 FEE o3t nEAl 5 gow AL thg, onstel 44 g2
owpele ¥ Aulel St A4 §71% (400 n)e FelF O, FAEIUE (15

© % B2m (Darco, SHYE) 660 Y 2w (2.0 9o At Y FeldE ANHOE 15
B ogeh Wy O, olsle] B mdlg 2 BES AASGT. 54 onels Hsd (3 g Aelsh
B, F BB wwsdn. AF 3EA ALAS AT AAT Be, ol A IR FES.

g FE M olFold gu, ol WAskel AAFTAL. H MR <3
B2 0.3% oM EYEZH T,

1H NMR (DMSO-dg) § 1.15 (¢, 3H), 3.29 (dd, 1H), 3.60 (dd, 1H), 4.1 (g, 2H), 5.20 (dd,
1H), 6.99 (dd, 1H), 7.84 (d, 1), 8.12 (d, 1H).

GA C: ¥ -HEE-1-(3-F22-2-J ] D) -1H-J &E-5-FI2 B A Y| EL A|F
ZIAA k] 2&A, S5 S5V, ik AYUTE FEe 1L A EEaTd dE 3-ERER-1-(3-F22-
-3t d)-4,5-Y 3| = 2-1-T| ZE-5-Jt 2R A0l E (F, & B AFAHE) (40.2 g, 0.121 mol), oFAIEY

O

A,

]: il
EY (300 mL) 2 Ak (98%, 13.0 mL, 0.245 mol)2 TSI, S H7psixl, EFEo] 22 WX 36 T
2 A7hEdE AT, 2 R B ek vy, RS 4F fEdolE (48.0 g, 0.178 mol)E A E|EFolt).
ZeEE 84 TollA 2 AIRE B 37 7hdsisivh. AR LA EYelE oxds] 7Rt A (50 WA 65
C), oFste] WA JAHES AT, A3 AlojaE oMHEYVER (2 x 50 nL) & AH3IATE.  oAFdE
3A Zwy] AolA ok 200 mLE FEEQTE. ZAA w¥lr|E Fbel FA 1-L A S B (400
mb)& SHsAT. FFE e E ‘%01?4011 °F 530 AA &5 HIFsIY. oAFHE T =S
4 oMEYUEY (20%, 100 nL) E & (75 m) & £xF o8 A, 1 A7 B¢ 3] Ao A

sgith. AANES AAD AN B (36.6 g, £ 909 o]=old <tk H NWRe| o3 #RE whx
A7l EES o 1% TAE H 0.5% oMHMEYEZHY.
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[0228]
[0229]

[0230]

[0231]
[0232]

[0233]

S=50d 10-1011837

'H NMR (DMSO-dg) 8 1.09 (t, 3H), 4.16 (g, 2H), 7.35 (s, 1H), 7.72 (dd, 1H), 8.39 (4, [H),
8.59 (4, 1H).

A D: 3-BER-1-3-F22-2-vetd)-1l-v]e}EL-5-Tt2 5 Hqke] A=

AAA W), LA, da AATE ZFZ3 300-mL ARF ZEkage) ol 3-HER-1-(3-FRE-2-v) 2T
)-1- E-5-71 25 Ao E (5, @A €9 AAHR) (98.5% k=, 25.0 g, 0.0756 mol), wWEh& (75 nl),
= (50 L) R FASGEF A2 0.0825 mol)S H7}atAt. ¢A}§}L}E%% A7lsiAr, BERo] 29
= & “E} F9) exat] 90 B HoF warg e, RE &

7] AolA oF 90 mLE EEFIY. 1 U,
E 100 M) & 3239y, 1 g8, $4=

% oo
o
i
N
_>“,

| |

2}7] HLEH*;’ éatz 500-mL @ wo]o] ZEtaFel HHTE. NS oF 10 Fol ZAx A3 A4 (8.50 g,
0.0839 mol)e.® A7t Agstrt. APES = , B (2 x 40 ML E AEYYE, & (25
mL) 2 13] AZs o, A7) HollA 2 AIZF < %71—7@&6—}315}. ARELE AAA sdaa B2 (20.9 g,

1 - =
FE 91%W)E olFoFth. H NMRel o] #EE @A QA EFES oF 0.8% HAE E 0.7%
e =St
IH NMR (DMSO-dg) 8 7.25 (s, 1H), 13.95 (br s, 1H), 8.56 (d, 1H), 8.25 (d, 1H), 7.68 (dd,
1H).
FAAA FAE WHT S A7) 7R Al od], & 1 A 109 7] FFEES AT 5 9
FollA thS9 ofo]Eo] AFEHATH: t= 375, st 235, nS =2EE [t 9AE, c= AFEE, Nexw T
89, EBtE ogS, Pre ZT2ge Pre o]ATaRS BuE Y, 181 t-BuE 39 BES onwt
¥ 1
R5a
Rl I
Réb
Wi
N /
\
N e
o |
Rr3
Le =03 : :
R} Rr4a g4 g5a RSb | g3 Rda rRib g5a g5 | g3 gpda i RSa Rr5b
H' Me H Me CF3| H Me H Me OCF3| H Me H Me CE(CF)
-H € H Me CF3|{ H C H Me OCF3| H € H Me CFCF)
H Me C Me CFP3| H Me C Me OCF3| H Me CI Me CKCFg), -
H € ¢ Me CF3| H € € Me OCF3| H € €  Me CECF)y
H Me Br Me CF3| H Me Br Me OCFj| H Me Br Me CF(CF)
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[0234]

. L&C=0

R} Rrda gpdb g5a RrSb | RI pda p4b pla RS | R3 ‘ ria gpéb g5a rSb

H € B Me CF3| H € "Br Me OCF3| H C  Br 'Me CFCF3)
i-Pr  Me H Me CF3 | +Pr Me H Me OCFz | i-Pr Me H Me CF(CF3)y
i-Pr Cl H Me CFy | &-Pr Cl H Me OCF3| iPr Cl H Me CF(CF3)y
i-Pr Me CI Me CF3|#Pr Me ClI Me OCF3|iPr Me Cl Me CF(CF3)y
i-Pr  Cl Cl Me CFy|iPr C Cl Me OCF3| ifr Cl Cl  Me CF(CF3)
i-Pr Me Br Me  CFy|iPr Me Br Me OCF3|iPr Me Br Me CF(CF3)
iPr € Br Me CFy|JiPr C Br Me OCF3|iPr €l Br Me CFCFg)y
#Bu Me H Me CF3|#Bu Me H Me OCFy3|#Ba Me H Me CRCF3)y
+~Bu Cl H Me CF3 |#Bu Cl H Me OCF3|#Bu Cl H Me CF(CF3)p
iBu Me €I Me CFy3|#Bu Me Cl Me OCF3|#Bu Me C Me CF(CF3)
#Bu CI  CI Me CFy3|#Ba €I CI Me OCF3|#Ba Cl CI Me CF(CF3)
-Bu  Me Br Me CF3|#Ba Me Br Me OCF3|#Bu Me Br Me CF(CF3)
#Bu CI Br Me CF3|rBu CI Br Me OCF3|rBa Cl Br Me CFCF3)
Et  Me H Me CF3| Bt Me H Me OCF3| Bt Me H Me CF(CF3)
Bt € H Me CF3| Bt C H Me OCF3| Bt Cl - H Me CHCF)
Et Me CI Me CFj| Et Me Cl Me OCF3| Bt Me Cl Me CR(CF),
Bt C € Me CFg| Bt € C Me OCF3| Bt CI C Me CHCF)
Et Me Br Me CF3| Bt Me Br Me OCF3| Bt Me Br Me CF(CF 30,
B C Br Me CF3| Bt C Br Me OCF3| Bt Cl -Br Me CFCFy)y
Me Me H Me CF3|Me Me H Me OCF3| Me Me H Me CF(CFs)
Me Cl H Me CF3{ Me Cl H Me OCF3| Me CI H Me CF(CF3);
Me Me €1 Me CFg| Me Me €I Me OCF3|{ Me Me Cl Me CF(CF )2
Me C Cl Me CF3| Me Cl Cl Me OCF3| Me CI Cl  Me CF(CF3),
Me Me Br Me CF3| Me Me Br Me OCF3| Me Me Br Me CF (CF3)2
Me C Br Me CF3| Me C B Me OCF3| Me CI  Br Me CF(CE3)y

L CHp 4

R3 Réa g RS2 RSH| g3 gpéa R4 RS2 RS | R3 Réa Rpéb RpSa RrSb -

H Me H Me CFj| H Me H Me OCF3| H Me H Me CF(CFy)y
H € H Me CF3| H C H Me OCF3| H € H M CFCF),
H Me C Me CFP3| H Me C Me OCF 3] H Me CI Me CF(CF3),
H ci Cl Me CF3| H Ci €l Me OCF3| H Ci Cl Me CF(CF3)p
H Me Br "Me CF3| H Me Br Me OCF3 | H Me Br Me CF(CF3)
H Cl Br Me CFy H Cl Br Me OCF3 H Cl Br Me CF _(CF3)2
-Pr Me H Me CF3 | iPr Me H Me OCF3 | iPr Me H Me CF(CF3)y
“Pr Cl H Me Cfy|iPr Q H Me OCF3|iPr Q E  Me CF(CF3)p
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[0235]

[0236]

_30_

L2CHy o
R3 Rréa Rgdb pSa S| R} pda pdb RrSa gSb | g3 grda pdb RS2 &3
-Pr  Me Cl Me CF3|iPr Me CI Me OCF3|i#Pr Me Cl Me CF(CF3)y
Mr Cl € Me CFj|iPr C €1 Me OCF3|iPr Cl Cl Me CFCF3)
iPr Me Br Me CFy|iPr Me Br Me OCF3|iPr Me Br. Me CF(CF)
i-Pr Cl Br Me CFz | i-Pr Cl Br Me OCF3 | i-Pr Cl Br Me CF(CF3)y
Bu  Me H Me CFz | +Bu = Me H Me OCF3{ +Bu Me H Me CF(CF3)y
+#Bu Cl H Me® CF3 | -Bu Cl H Me QCF3|#Bu Cl H Me CF(CF3)y
tBu Me €l Me CF3|#/Bu Me Cl Me OCFy|#Bu Me Cl Me CF(CF3)
sBu O G Me CF 3|#Bu ClI Cl Me OCF3|#Bu Cl Cl Me CF(CF3)

~Bu Me Br Me CF3 | #Bu Me Br Me OCF3|#Bu Me Br Me CF(CF3)y
#Bu € Br Me CFy|#Bu Cl Br Me OCF3|+Bu CI Br Me CF(CF3)
Et Me H Me CF3| Bt Me H Me OCF3| Bt Me H Me CF(CF3)y
Bt € H Me CFf| B € H Me OCF3| Bt € H Me CF(CFs)
Bt Me Cl Me CF3|{ & Me Cl Me OCF3| Bt Me Cl Me CF(CF3)
Et Ci Ct Me CF3 | Et Ci €1 Me OCF3| Et Cl cl Me CF(CF3)
Bt Me Br Me CF3| Bt Me Br Me OCF3| Et Me Br Me CF(CFa)
Bt € Br Me CF3| Bt Cl Br Me OCF3| Bt ClI  Br Me CF(CF3)
Me Me H Me CF3| Me Me H Me OCF3| Me Me H Me CF(CF3)y
Me €I H Me CFP3|Me C H Me OCF3|Me C H Me CF(CF3)
Me Me Cl Me CF3 | Me Me CI Me OCF3| Me Me Cl Me CE(CF3)
Me Cl Cl  Me CF3| Me Ci Ct  Me OCF3| Me C1 Ci Me CF(CF3)y
Me Me Br Me CF3 | Me Me Br Me OCF3 | Me Me Br Me  CF(CF3)y
Me Cl Br Me CF3| Me Cci Br Me OCF3| Me Cl Br Me CF(CF3)y
. L CHyCHy 9

R} Ris Rib 52 g5b| g3 géa Rpib RS2 RSH | g3 Rda géd g5 Rr5b

H Me H Me CFf3| H Me H Me OCF3| H Me H Me CRCR)y
H C1 H Me CF3| H Ct H Me OCF3| H C1 H Me  CF(CF3)y
H Me € Me CF3| H Me CI Me OCF3| H Me €l Me CF(CF)y
H ¢ ¢ Me Ch3| H € € Me OCF3| H € C Me CFCFy)y
H Me Br Me CF3| H Me Br Me OCFy| H Me Br Me CF(CF3)
H Cl Br Me CF3| H Ci Br Me OCF3| H C1 Br  Me CF(CF3)y
Pr Me H Me CF3| iPr Me H Me OCF3 | i-Pr Me H Me CF(CF3)y
Pr Q H - Me CFg|iPr Cl H Me OCF3|ibr Cl H Me CF(CF3)p
FPr Me CI Me CF3|#Pr Me C Me OCF3|iPr Me Cl Me CF(CF3)y
“Pr  Cl Cl Me CF3 | iPr Cl Ci Me OCF3|iPr Cl Cl Me CF(CF3),
FPr Me Br Me CF3|iPr Me Br Me OCF3|iPr Me Br Me CF(CF3)

L CHyCHy 9

R} Rrée R RS2 RrSH| g3 pda géb RS2 RSb | g3 gda péd R3a r3b
i-Pr  Cl Br Me CF3 | &Pr Q Br Me OCF3| #Pr Cl Br Me CFCF3)p
#Bu Me H Me CF3 | #Bu Me H Me OCFj3 | +Bu Me H Me CKCF3)
+Bu Cl H Me CF3}#Bu Cl H Me OCF3|#Bu Cl B Me CF(CF3)y
+Bu Me C1 Me CF3|#Bu Me ClI Me OCF3|#Bu Me Cl Me CF(CFz)p
#Bu € CI Me CF3|#Bu C CI Me OCF3|#Bu CI CI Me CFCF3);
+#Bu Me Br Me © CF3 | +Bu Me Br Me OCF3|tBu Me Br Me CF(CF3)
#Bu CI Br. Me CF 3. #Bu CI Br Me OCF|#Bu Cl Br Me CFCF)-~
Bt Me H Me CFj| Bt Me H Me OCF3| Bt Me H Me CFCFpj
Et Cl H Me CF3 | Et Ci H Me OCF3 | Et Cc1 H Me CF(CF3),
Bt Me O Me CFj| Et. Me € Me OCF3| Bt Me <l CF(CFg)y
Et € ¢ Me CFj| Bt C C Me OCF3| B¢ €I C Me CFCF3),
Et Me Br Me CF3| Bt Me Br Me OCF3| Bt Me Br CF(CF3)y
Et C Br Me CFj| Bt C Br Me OCF3| Bt C Br Me CFCFg)y
Me Me H Me CF3 | Me Me H Me OCF3 | Me Me H CF(CF3)p
Me Cl H Me CF3| Me CI H Me OCF3 | Me C1 H Me CF(CF3)y
Me Me CI Me CF3| Me Me C  Me OCF3 | Me Me ClI Me CF(CF3),
Me Cl C1 Me CF3 | Me Cl Cl Me OCF3 | Me C Cl  Me CF{CF3)y
Me Me Br Me CF3{ Me Me Br Me OCF3 Me Me Br Me CF(CF3);
Me C Br Me CF3| Me G Br Me OCF3| Me Cl Br. Me CF(CFs)y

5
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X2
RSa
Réa
R4,
]\\1 RSb
N/L
o \s
L =09
R} pda g4 RS2 RS | g3 Réa e RSa g | g3 ria Réb  Ria &5k
H Me H Me Chy| H Me H Me OCF3| H Me H Me CRCF3)
H G4 H Me Cp| H O H M OF;| H C H Me CKCF3),
H Me C Me CFl3| H Me € Me OCF3| H Me € Me CF(CF3)p
H cl €l Me CF3| H C C Me OCF3| H G ¢ Me CF(CF3)
H Me Br Me CF3| H Me. Br Me OCF3 | H Me Br Me CF(CF3)y
H Ccl Br Me CF3 H Cl Br Me OCF3| H Ci Br Me CF(CF3),
[0237]
L-C=04
RI pda gpdb RS2 RSb | R3 gpfa gpib RS2 RS | g3 gpda pdb RS2 Rr3b
i-Pr  Me H Me CF3 | i-Pr Me H Me OCFz | iPr Me H Me CF(CF3)
i-Pr Ccl H Me CF3 | i-Pr Cl H Me OCF3| i-Pr Cl H Me CF(CFq)y
i-Pr  Me Cl Me. CF3 | i-Pr Me o} Me OCF3 | i-Pr Me Cl Me CF(CF3)y
i-Pr C1 Cl Me CF3 | i-Pr Cl Cl Me OCF3| Fr Cl Cl Me CF(CF3)
i-Pr Me Br Me CF3 ‘| r Me Br Me OCF3 | i-Pr Me Br Me CF(CF3)y
i-Pr Cl Br Me  CF3 | i-Pr a Br Me OCF3| i-Pr Cl Br Me CF(CF3)y
#Bu Me H Me CF3{#Bu Me H Me OCF3|#Bu Me H Me CF(CF3)
. ~Bu Cl H Me CF3 | t+Bu Cl H Me OCF3 | #Bu Cl H Me CF(CF3)y
+~Bu Me Cl Me CF3 | #Bu Me Ci Me OCF3 | #Ba Me Cl Me CF(CF3)
+Bu Cl Cl Me CF3|#Bu ClI Cl Me OCF3|#Bu Cl c Me CF(CF3)y
t—B;l Me Br Me CF3 | #Bu. Me Br Me OCF3|#Bu Me Br Me CF(CF 302
-Bu Cl Br Me CF3 | #Bu Cl Br Me OCF3 | #Bu Cl Br Me CF(CF3)y
Et Me H Me CF3 | Et Me H Me OCF3 | Et Me H Me CF(CF3)y .
B C H Me CFy| BB € H Me OCF3| Bt C H Me CFCF3),
Bt Me C Me CF3| Bt Me Cl Me OCF3| Bt Me Cl Me CF(CF3)y
Et Cl c1 Me CF3 | Et Cl Cl Me OCF3| Et e a Me CF(CF3)y
Et Me Br Me CF3 | EE Me Br Me OCF3| Et Me Br Me CF(CF3)
Bt C Br Me CF3| Bt C Br Me OCF3| Bt Cl Br Me CF(CF3)
Me Me H Me CF3 | Me Me H Me OCFg Me H Me CF(CF3)y
Me C H Me CF3 | Me C H Me OCF3| Me € H Me CFCF)
Me Me Cl -Me CF3| Me Me. CI Me OCF3 Me CI  Me CF(CF3)
Me Cl Me CF3| Me 1 Cl Me OCF3| Me Cl Cl  Me - CF(CF3)y
Me Me Br Me CF3| Me Me Br Me OCF3| Me Me ' Br Me CF(CFa)y
Me Cl Br Me CF3 | Me Cl Br Me OCF3 | Me Cl Br  Me CF(CF3)y
L& CHpd
R3 Rda Rd RS2 RS | g3 pda g4 p5a RS | g3 péa pdb pia  pdb
H Me H Me CF3) H Me H Me OCF3| H Me H Me CFCF),
H cl H Me CF3| H Cl H Me OCF3| H v} H Me CF(CF3)y
" Me Cl  Me CF3 H Me Cl Me OCF3| H Me Cl Me CF(CF3)y
H Cl Cl Me CF3 H Ci Cl Me OCF3| H Cl Ci Me CF(CFy)y
H Me Br Me CF3| H Me Br Me OCF3| H Me Br Me CF(CF3)
H Cl Br "Me CF3| H Cl Br Me OCF3| H Cl  Br Me CF(CF3)y
FPFr Me H Me CF3|iéPr Me H Me OCF3| iPr Me H Me CF(CF3),
i-Pr Cl H Me CF3 | iPr C H Me OCF3| i-Br Cl H Me CF(CF3)y
-Pr  Me Cl Me CF3 | i-Pfr Me Cl  Me OCFy| i#Pr Me Cl. Me CF(CF3)y
[0238]
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[0239]

[0240]

L2 CHp 9

R} Ria R4 RS2 RSb| g3 gpée RpédD RS RSb | g3 pda Rpéb RS2 R3b
Pr Cl Cl Me CF3|iPr Cl €l Me OCF3|iPr Cl . Me CFCF3)y
Pr Me Br Me CF3|iPr Me Br Me OCF 3| +Pr Me Br Me CF(CF3))
i-Pr Cl Br Me CFy3|iPr (1 Br Me OCF3|iPr Cl Br Me CF(CF3)y
#Bu Me H Me CF3|#/Bu Me H Me OCF3|/Bu Me H Me CF(CF3)y
+Bu Cl H Me CF3{tBu C . H Me OCF3 |#Bu Cl H . Me CFCF3)
tBu Me Cl Me- CFy|sBu Me CI Me OCF3|#Bu Me Cl Me CHECF3)
+#Bu Cl Cl Me CF3|#Bu Cl Cl Me OCF3|#Bu Cl a Me CFR(CF3)y
#Bu Me Br Me CF3|{#Bu Me Br Me OCF3 | tBu Me Br Me CF({CF3),
#Ba CI  Br Me CF3|#Bu Cl Br Me OCF3|#Bu Cl Br Me CF(CF3)
Bt Me H Me CF3| BB Me H Me OCF3 | BB Me H Me CF(CF3)y
Bt €0 H Me CP3| B € H Me OCF3| BB € H Me CF(Fs)
Bt Me Cl Me CF3g| Bt Me CI Me OCF3| Bt Me Cl Me CFCF3),
Et a G Me CF3| Et (l €l Me OCF3{ Et CI CI Me CFCF3),
Et Me Br Me CF3| Bt Me Br Me OCF3| Bt Me Br Me CF(CF3),
Et C Br Me CF3| Bt Cl Br Me OCF3 | Bt Cl  Br Me CF(CF3)
Me Me H Me JCF 3{Me Me H Me OCF3| Me Me H Me CF(CFz),
¢ H Me CF3|Me C H Me OCF3|Me € H Me CF(CFs),
Me Me CI Me CF3| Me Me Cl Me OCF3 | Me Me CI Me CF(CF3),
c Cl Me CF3| Me I Cl Me OCF3| Me Cl €l Me CF(CF3),
Me Me "Br Me CF3| Me Me Br Me OCF3 | Me Me Br Mes CF(CF3)
Me C1 Br Me CF3| Me Ct Br Me OCF3| Me Cl Br Me CF(CF3)y

L& CH,yCH,p §!

R3 Rba gdb R g5 | g3 géa géb RS2 R5b | R3 gda géb Rr5a RrSb
H Me H Me CF3| H Me H OCF3| H Me H Me CF(CF3),
H Cl H Me CF3| H Cl H OCF3 | H Ccl H Me CF(CF3)y
H Me C Me CF3 | H Me OCF3| H Me CI Me CF((F3)
H. Q Cl Me CFP| H «l Ci OCF3 | E Q Cl Me CF(CF)y
H Me Br Me CF3| H Me Br Me OCF3| H Me Br Me CF (CFy)n
" C1 Br Me CF 3] H Cl Br Me OCF;| H Cl Br Me CF(CF3)
Pr Me H @ Me CF3 [ #Pr Me H Me OCF3 | ifr Me H Me CF((F3)
Pr H Me Cr3|iPr H Me OCF3|iPr H Me CF(CF3),
Br Me Cl o Me CF3 | 7Pt Me C1 Me OCF3|iPr Me Cl Me CF(CFq)p
#heoCCl Me CR3|#Pr G €l Me OCFj|iBr G O Me CF(CFg)y
-Pr Me Br Me CF3 | i-Pr Me Br Me OCF3! i-Pr Me Br Me CF(CF3)y
FPr C1 Br Me CF3 | ¢kt Cl  Br Me OCF3 | #fr €l  Br Me CF(CF3)

L& CHyCHjp §!

R3 Ria R pS5a S| g3 pda pdb w2 RS | g3 pde pdb RS2 RSH
#Bu Me H Me CF3|s#Bu Me H Me OCFy|#Bu Me H Me CF(CFg)
+Bu Cl H Me CF3 | #Bu Cl H Me OCF3 |#Ba Cl H Me CF(CF3)y
+Bu Me Cl Me CF3|#Bu Me Cl Me OCF3 | #Bu Me Cl Me CF(CF3)y
~Bu Cl Ci Me CF3 |t#Bu C(Cl C1 Me OCF3 | #Bu CI Ci Me CF(CF3);
#Bu Me Br Me CF3|#Bu Me Br Me OCF;|#Bu Me Br Me CF(CF3)y
tBu Cl Br Me* CF3 | #Bu (I Br Me OCF3 | #Bu » Ci Br Me CF(CF3)y

Et Me H Me CF3 | Et Me H Me °'OCF3 | Et Me H Me CF(CF3)y

Bt C H Me CF3| Bt € H Me OCF3| BB € H Me CFCF3)

Bt Me CI Me CF3| Bt Me Cl Me OCF3| Bt Me €l Me CF(CFy)y

Et o} Ci Me CF3 | Et a ‘a Me OCF3| Et Cl Cl Me CF(CF3)p

Et Me  Br Me CF3 | Bt Me Br Me OCF3{ Et Me Br Me CF(CF3)

Bt Cl Br Me CF3| Bt € Br Me OCF3| Bt Cl Br Me CR(CF3),

Me Me H Me CF3|Me Me H Me OCF3| Me Me H Me CF(CF)y
Me H Me CF3 | Me a H Me OCF3| Me (1 H Me CF(CF3)y

Me Me Cl Me CF3| Me Me (I Me OCF3 Me Ci Me CF(CF3)p

Me Cl Cl Me CF3 | Me Cl cl Me OCF3 | Me Ci Cl Me CF(CF3)y

Me Me Br Me CF3{ Me Me Br Me OCF3 Me Br Me CF(CF3)

Me Cl Br Me CF3 | Me Cl Br Me OCF3 | Me Cl Br Me CF(CF3)p
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[0241]

[0242]

¥ 3
RSa
Rda
Rdb =N
N \ Y RSb
\
N/L
g \s
L& C=0%!
R3 Ria gdb pg5a p5b | g3 pée R4 gS5a g3 | g3 pda péb  pSa Rr5b
B Me H Me CF3| H Me H Me OCF3{ H Me H Me CFCF3)y
H H Me CF3| H a H Me OCFR3| H « H Me CF(CF3)»
H Me Cl Me. CF;| H Me CI Me OCF3| H Me a Me CF(CF3)y
H @} o Me CF3 | H (o4 €1 Me OCF3| H Cl Cl Me CF(CF3),
=] Me Br Me CF3| H Me Br Me OCF3| H Me Br Me CF(CF3)
H O B Me CP3| H € B Me OCF3| H C B Me CFCF3),
-Pr  Me B Me CF3 | iPr Me H  Me OCF3 | i-Pr Me H Me CF(CF3)y
L2 C=0¢
R} pfa pib RSa pSb | R3 péa p4b RS2 gD | g3 gpda pib RS2 gSh
Br  Cl H Me CF3|iPr Cl H Me OCF3|iPr Cl H Me CF(CF3)y
i-Pr  Me Ct Me CF3 | iPr Me Ci Me OCF3| i-Pr Me C1 Me CF(CF3),
-Pr Cl €l Me CFj /| iPr Cl Ci Me OCF3 | iPr Cl Cl Me CF({CF3)y
iPr Me Br Me CF3|iPr Me Br Me OCF3|iPr Me Br Me CFCF3)
Mr € Br Me CFg|iPr CI Br Me OCF3|iPr ClI Br Me CFCF3)y
+-Bu  Me H Me - CF3 | #£Bu Me H Me OCF3 | +Bu Me H Me CF(CF3)y
+Bu Cl H Me CF3(#Bu Cl H Me OCF3|#Bu Cl H Me CF(CF3)y
#Bu Me G Me CF3 |#Bu Me €1 Me OCF3|tBu Me Cl Me CFCF3)
+Bu Cl €l Me CF3|#Bu Cl CI Me OCF3|tBu Cl Cl  Me CF(CF3)y
+Bu Me Br Me CF3|i#/Bu Me Br Me OCF3|+Bu Me Br Me CF(CF3),
+Bu O Br Me CF3|#Bu CI Br Me OCF3|+Bu Cl Br Me CF(F3)y
Et Me H Me CF3| Bt Me H Me OCF3| BB Me H Me CFCF3)
Et Cl H Me CF3| Bt Cl H Me OCF3| Et CQl H Me CF(CF3)y
Bt Me CI Me CF3| Et Me CI Me OCF3| BB Me Cl- Me CF(CF3)
Et a o Me CFy | Bt C 1 Me OCF3 B a CI  Me CF(CF3)y
Et Me Br Me CF3| Bt Me Br Me OCF3| Bt Me Br Me CF(CF3)y
Et Cl Br Me CFg | Et Cl Br Me OCF3| Et Ci Br Me CF({F3)y
Me Me H Me CF3| Me Me H Me OCF3| Me Me. H Me CF(CF3)
Me C H Me CFg| Me CI H Me OCF3|{Me €l H Me CFCF3)
Me Me Cl Me CF3 | Me Me Ci Me OCF3| Me Me Cl Me CF(CF3)y
Me Ci Cl Me CF3 | Me Cl C1 Me OCF3| Me CI Cl Me CF(CF3)y
Me Me Br Me CF3| Me Me Br Me OCF3| Me Me Br Me CF(CF3)
Me C1 Br Me CF3|{ Me (I Br Me OCF3| Me Cl Br Me CF(CF3)
LecH;?
R3 Rpéa gpéb g5a RS | R3 gpda ri Rg5a RpSb | g3 grda Rpéb  pSa R5b
H Me H Me CF3| H Me H Me OCF3| H Me H Me CR(CF)y
H €& H Me Ch| H G H M OCF3| H C H Me CRCF),
H ™Me C Me CF3| H Me Cl Me OCF3| H Me Cl Me CR(CF3)
H Cl Cl Me CF3 H e} Cl Me OCF3| H Ci Cl Me CF(CF3)y
H Me Br Me CFf3| H Me Br Me OCF3| H Me .Br Me CRCFy)
H C Br Me CF3| H € Br Me OCF3| H CI Br Me CF(CF3)y
Pt Me H " Me CF3|iPr Me H Me OCF3|iPr Me H Me CF(CF3)
Pr Cl H 'Me CF3|iPr < H Me OCF3|iPr Cl H Me CF(CF3)
“Pr Me €1 Me CFj|#Pr Me CI Me OCF3|iPr Me €l Me CF(CF3)
Pr C Cl Me CF3 | iPr Q1 Ci Me OCF3| i-Pr (1 Cl Me CF(CF3)y
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[0243]

[0244]

_34_

L2 CHy ¢! .

rI gria R4 RS2 pSH | g3 gp4a Rpdb RS2 RS | g3 pda péb RS2 Rrb
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I E ZAE 90-99 0-10 0-2
Aukx el A 3] Al= &3 [Watkins, et al., Handbook of Insecticide Dust Diluents and Carriers, 2nd
Ed., Dorland Books, Caldwell, New Jerseylel 7]&¥<o] tf. Ay Hol A A= &3 [Marsden,
Solvents Guide, 2nd Ed., Interscience, New York, 1950]¢] 7]<%¥o] olth. & [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]o]&= AW @44 2 FH&=7 vyd
Hol ey, RE AAE Y, AolH (caking), F2, UAE A T& AaAY] Y3 A% HUMA e A

S7HA717] 918 kel SAAS 23 S

Bor

g ARAE ol 2|

2]
N-tdZerf-gel =, ¢

2, Hed X o] U #dolE, 44ulAl X MlolE, =Tl AuE
ad EXHelE, YZdd ¥dolE ZEAHIE s5E, EH7ERAUCE B FS Al d e/ Ee S
Z2dd 55 ITFAE 2FFH. uA YA e g5 = Zdo], dxd), WiEYelE, FERHR L
oJE, oleE7|E 9 JhEd, A, 9, dEgh, 84, ax2E, fdoh, @gd, SHER ¥ TR ER
2O ERS 2EEH. AA YAl s 01, =, NN-HHEEFo =, HguE sXA=, N4
IEeE, ddEd 292, EZHzedgdd 29E, ek, @Addl, duEgd, SYug, dupa,
obvkfr, T (tung oil), V&, S, e, WEF, oiFR, WAAF (rape-seed oil) =
S, AR 22, AE, oA, AFzeAb 2-dehs o AXE W 4-8)=EA-4-vjd-2-gleks,
2 odag, oAd, W, ASRAe, vzt 3 HESSERFEFY 428 X3
F37bed sHES EFehE S92 AR de EFAA AxT 5 A HAE 3 2E v U £
FA-UA 2 Fol Mok o] Edid 9 HE aekeldel o Alxd 4 gtk HA2 BT F&-UHd
s g e 2 AEe 24 BEE onEAdE A G4

o3 AzH}; A& Eof, U.S. 3,064,084
of FAFE] & = $H Tlsd 3 Ax=E 4 duk. £ [Browning, "Agglomeration", Chemi
Engineering, December 4, 1967, ppld7-48, Perry's Chemical Engineer's Handbook, 4th Ed., McGraw-Hill,
New York, 1963, 8-57 % = o]&}] ¥ PCT &K WO 91/13546% Fx3ch. A= U.S. 4,172,714 719
upel o] Az 4 k. FEA 2 584 F8e U.S. 4,144,050, U.S. 3,920,442 2 DE 3,246,493
TAE vl Zo] Ax"E 4 vk, AAE U.S. 5,180,587, U.S. 5,232,701 2 U.S. 5,208,0300] A% wle}
Zol Alxd 5 k. FEL 6B 2,095,558 2 U.S. 3,299,5660] nAlE upe} o] Alzd S 9l

o
—_ o

AA el 71 B3I FrF ABRE Qs EHIT.S. Woods, "The 3}82ltor's Toolbox-Product ¥*Es 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]1& F=x3t}. U.S. 3,235,361, Z% 6¢ 163
W= AY 79 198 2 AAd 10 WA 41; U.S. 3,309,192, A7 59| 433 WA A 79 628 2 A4 8,
12, 15, 39, 41, 52, 53, 58, 132, 138-140, 162-164, 166, 167 % 169-182; U.S. 2,891,855, A7 32] 663
WA A= 59 1738 2 AAd 1-4; 2 F&[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]1% =3},
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< A= (Lepidoptera)®l fra, oddl, W o A (armyworm), ©F=%
(cutworms), AHZ (looper) %L A ¥l (heliothine)(E Eof, 712 H

fugiperda J.E.Smith), ¥®|E wW"h(beet armyworm; Spodoptera exigua Huebner), ZAAAn Y (black
cutworm; Agrotis ipsilon Hufnagel), w5 A} (cabbage looper; trichoplusia ni Huebner), H] Y
(tobacco budworm; Heliothis virescens Fabricius)); Wi a(Pyralidae)®] % (borer), #Ao|z=ujo}e]
(casebearer), Aul@H (webworm), ZHd|(coneworm), UH]FHd (cabbageworm) %  2AYEL]A

(skeletonizer)(dE Eo], +9 24 HF=(European corn borer; Ostrinia nubilalis Huebner), 1}¥ <

FHk(fall armyworm; Spodoptera

A XM (navel orangeworm; Amyelois transitella Walker), <<5%7] ZAwv]dH# (corn root webworm;

Crambus caliginosellus Clemens), 22X AW HEH (sod webworm; Herpetogramma [icarsisalis Walker)); <
ol (Tortricidae) el @ ZE# (leafroller), =¥ (budworm), A= (seed worm), % I} HA(fruit
worm) (S 5o, ZETH Y (codling moth; Cydia pomonella Linnaeus), Z#|o]>~ wlg] Wi (grape berry
moth; Endopiza viteana Clemens), 28]dlg 3} (oriental fruit moth; Grapholita molesta Busck));
2 g9 Ve AAHeR Fagk J|E AAF(AE B9, wlFFY¥(diamondback moth; Plutella
xvlostella Linnaeus), 33 E¥(pink bollworm; Pectinophora gossypiella Saunders), ®A W= (gypsy
moth); Lymantria dispar Linnaeus)); W} 3}(Blattellidae) ¥ <473} (Blattidae)] wiFARE F 33l
vl &(Blattodea)d] % % AZS(dE B9, gdg wlg¥@l(oriental cockroach; Blatta orientalis
Linnaeus), ©o}rlo} wr#A @ (Asian cockroach; Blatella asahinai Mizukubo), =9 u}72#(German
cockroach; Blattella germanica Linnaeus), ZAWE= v}7|H & (brownbanded cockroach; Supella longipalpa
Fabricius), U= wW}FHZ (American cockroach; Periplaneta americana Linnaeus), Z2] wu}2]¥H 2] (brown
cockroach; Periplaneta brunnea Burmeister), vhdlol2} wld Y (Madeira cockroach; Leucophaea maderae
Fabricius)); Z¥Fi0]3(Anthribidae), FWFv|3(Bruchidae) % ®FFv 3 (Curculionidae)?] wltn|E X
st WA R (Coleoptera)e]l W A 5 2 AF(dE B, E v (boll weevil; Anthonomus
grandis Boheman), Z&EW1H]|(rice ¥ weevil; Lissorhoptrus oryzophilus Kuschel), =& W}V|(granary
weevil; Sitophilus granarius Linnaeus), & WF"|(rice weevil; Sitophilus oryzae Linnaeus)); @3}

(Chrysomelidae)®] W= <™ (flea beetle), 2°] A (cucumber beetle), ¥l #|(rootworm), <A

(leaf beetle), ZAF A (potato beetle) E F 1} (leafminer) (S Eo], ZEztx= ZAF A7 (Colorado
potato beetle; Leptinotarsa decemlineata Say), =¥l S48 (western corn rootworm; Diabrotica
virgifera virgifera LeConte)); Fo]3}(Scaribacidae)®] Fwo](chafer) ¥ T DAH (S o], I

w3 g (Japanese beetle; Popillia japonica Newman) 2 9 Fol(European chafer; Rhizotrogus
majalis Razoumowsky)); =A1% o] (Dermestidae)2] 4=Al¥ o] (carpet beetle); ol #(Elateridae)?] <}o]
o (wireworm); WFFH(Scolytidae)e] YF-F™d (bark beetle); 2 AA 2|3 (Tenebrionidae)e] A el
(flour beetle)E 2EFsTy. H3h, ol JAEAI(Forficulidae)e] Z{AEH(AE £, 9 IAEH
(European earwig; Forficula auricularia Linnaeus), 778 JAE@(black earwig; Chelisoches morio
Fabricius)) & X&3t= FAEHA S (Dermaptera)e] 4% 2 % =dAS(Hemiptera) 2 viv] & (Homopter
a9 AE 2 7%, Jd7Ad AEwedAFWMiridae)e] A& WHz, viv]F(Cicadidae)e] wiv], wiv]E
(Cicadellidae)#<] uwiw]Z(leafhopper) (& E°l, wiv|Z(Empoasca spp.)), BT (Fulgoroidae) 2 H+
(Delphacidae)®] H--(planthopper), %2wju]3}(Membracidae)®l  Ez] &3 (treehopper), io]z(Psyllidae)
o] A= (psyllid), 7FFol3(Aleyrodidae)2] 7FFo](whiteflies), SR E3}(Aphididae)9] XS E(aphid),
2] 582 ZH(Phylloxeridae) 2] BFA|2t(phylloxera), 7FHFZA"H#H I} (Pseudococcidae)] ZHAH 2 (mealybug),
AR D 7} (Coccidae), ZAHd|F(Diaspididae) = olAlg|otAx e 7} (Margarodidae)2] ZRZA R
(scale), WalH 2 (Tingidae)e] Huldd|(lace bug), = (Pentatomidae)2] =¥ A (stink bug), =¥
A7 (Lygaeidae)®] 1A W I(cinch bug) (& Eol, E&F2(Blissus) spp.) 2 T A= W I(seed bug),
Ao 2] AEE g H(Cercopidae) el HEd (spittlebug), A=A (Coreidae)®] Aol W L(squash bug)
2 HeH A Z(Pyrrhocoridae)?] #E M I(red bug) ¥ FE 2HolY(cotton stainer)E ZF3c), FESF X
75 (Acar D) (oY A5 2 7%, oAxd, dSelT(tetranychidae)e] AW Foff @ AA Fo(AE E,
4 A Sl (European red mite; Panonychus ulmi Koch), F3uro]lAw]-go(two spotted spider mite;
tetranychus urticae Koch), ™ty Soff(McDaniel mite; tetranychus mcdanieli McGregor)), ol-g-of3}
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(Tenuipalpidae)®] &= goll(flat mite)(dE &, FZHAFoN(citrus flat mite; Brevipalpus lewisi
McGregor)), =23} (Eriophyidae)d] 8]~E 2 W= Zo(rust and bud mite) ¥ GH A2 Sof & Q7t ¥

TE A Fag S, =, dIyE=ZHu(Epidermoptidae) o] FHWA E=Y], A=F =7
(Demodicidae) 9] BERA=7](follicle mite), 37]FE7]Z(Glycyphagidae)d] =& =7], F=7]3
(Ixodidae)d] RAE=7](E E9o], A& F=7|(deer tick; Ixodes scapularis Say), &5 W3 R=7]

(Australian paralysis tick; Ixodes holocyclus Neumann), W= 7] FZ=7](American dog tick; Dermacentor
variabilis Say), S2EFXZ=7|(lone star tick; Amblyomma americanum Linnaeus) % AZIEH
(Psoroptidae), I ol%E d]l(Pyemotidae) 2 ALZFE H(Sarcoptidae) @] 743 (scab) @ &(itch) Sof; ®#
o] (grasshopper), MW¥7](locust) % FAF&|(cricket)E X &= W5F7]5(Orthoptera)e A% 2 /% (4
& B9, olF4 wiFel(migratory grasshopper)(l& £, Melanoplus sanguinipes Fabricius, M.
differentialis Thomas), W|=r %] (American grasshopper)(d& £°], Schistocerca americanaDrury), A}=F
vl 57](desert locust; Schistocerca gregaria Forskal), ©]F4 w5 7](migratory locust; Locusta
migratoria Linnaeus), H¥5gv|(house cricket; Acheta domesticus Linnaeus), 2 FASF](mole
crickets; Gryllotalpa spp.)); & &Diptera)d A5 2 %, & E°, FIY¥(leafminer), WA
(midge), @Y 2] (fruit flies)(Tephritidae), F=T&(frit flies)(dlE E°l, Oscinella frit Linnaeus),
EF vl E(maggot), Il (house fly)(dllE E°], Musca domestica Linnaeus), ©}71% 3} (lesser house
fly)(l S E9], Fannia canicularis Linnaeus, F. femoralis Stein), ¢F3 3}2](stable flies)(dS E9],
Stomoxys calcitrans Linnaeus), 3 (face flies), €& & (horn flies), EZF & (blow flies)(lE &
o], Chrysomya spp., Phormia spp.), @ t& Fxzol= 32 &lZ(muscoid fly pests), Z3}2](horse
flies)(elE E°1, Tabanus spp.), RE I (bot flies)(dlE £, Gastrophilus spp., Oestrus spp.), 2
T8 B (cattle grub)(dllE £, Hypoderma spp.), AF& & (deer flies)(elE& E°1, Chrysops spp.), AZ
(ked) (& &), Melophagus ovinus Linnaeus) %2 7B} Follo}&(Brachycera), R7|(dE& E°], Aedes spp.,
Anopheles spp., Culex spp.), A7 32l (black flies)(E E°], Prosimulium spp., Simulium spp.), B}o|H
v =] (biting midges), &2} 2] (sand flies), Aolg]=(sciarids), @ 7]€} 7)o} (Nematocera); 3} ZA|
B (onion thrips)(Thrips tabaci Lindeman) R 7|E} W A2 ZAd e (foliar feeding thrips)E X3l
Z A e & (Thysanoptera)®] A% 2 1% 7/IvE EFst= HE(Hymenoptera)®] ++F AF(dE 50, A4
7FHE 7iv](red carpenter ant; Camponotus ferrugineus Fabricius), 773 Z}H¥ 7lv](black carpenter ant;
Camponotus pennsylvanicus De Geer), I+2}2 7] (Pharaoh ant; Monomorium pharaonis Linnaeus), 22 E7|
v (little fire ant; Wasmannia auropunctata Roger), =7lV](fire ant; Solenopsis geminata Fabricius), &
A=A E I (red imported fire ant; Solenopsis invicta Buren), oF2#1¥ 7§v](Argentine ant; [ridomyrmex
humilis Mayr), W% 70v](crazy ant; Paratrechina longicornis Latreille), ¥o]BHE 7]u](pavement ant;
tetramorium caespitum Linnaeus), 4% 7Hv](cornfield ant; Lasius alienus Foerster), <3 F7iv]
(odorous house ant; Tapinoma sessile Say)), B(Z}H¥ HE& x3), S8 (hornet), W (yellow jackets)
2 4w (wasp); 5% B4 37| v](eastern subterranean termite; Reticulitermes flavipes Kollar), A<
< 3 7u](vestern subterranean termite; Reticulitermes hesperus Banks), WY =<4 3]70v](Formosan
subterranean termite; Coptotermes formosanus Shiraki), A< QTtlet #AZE 37)v](West Indian drywood
termite; Incisitermes immigrans Snyder) % ZAAZ o R FQa3 7|g IA/4nE E3HeE= 30| E(isopter
a9 MF; F&(Thysanura)®] a5, olxidl, AWIA(silverfish; Lepisma saccharina Linnaeus) X 3}o]o]
B E(firebrat; Thermobia domestica Packard); ™&|o](head louse; Pediculus humanus capitis De Geer),
=0l (body louse; Pediculus humanus humanus Linnaeus), S&°](chicken body louse; Menacanthus
stramineusNitszch), 7l 7|5+=9°](dog biting louse; trichodectes canis De Geer), Z# X o](fluff louse;
Goniocotes gallinae De Geer), %+ °](sheep body louse; Bovicola ovis Schrank), Z-23 4°](short-nosed
cattle louse; Haematopinus eurysternus Nitzsch), %13 Z©](long-nosed cattle louse; Linognathus vituli
Linnaeus) R QI % &8 F43t= 78 33 F&= 7|4 ol& X &3+ "ol (Mallophaga)®] 3% 4
WS (oriental rat flea; Xenopsylla cheopis Rothschild), %ol W E(cat flea; Ctenocephalides felis
Bouche), 7l¥MS(dog flea; Ctenocephalides canis Curtis), S™WZ=(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) B EfrsE % ZRFE FFsle 7|k HFE& 23ste= HES(Siphonoptera)®] 3
S5 Xt FtE AA5E dFolE AvH(Araneae)9] AW, oA, HnAHS AU (brown recluse
spider; Loxosceles reclusa Gertsch & Mulaik) % E2=Aw](black widow spider; Latrodectus mactans
Fabricius), @ Xul&(Scutigeromorpha)®] =d], o7t A dl(house centipede; Scutigera coleoptrata
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Linnaeus)”} ¥3dctt, AL w3 ~EZZ2t}(Strongylida), 3 F(Ascaridida), =A]$-2tH(Oxyurida),

7H % (Rhabditida), A7 A% (Spirurida), % ol:=Z#tH(Enoplida) &2 AAHoZ FQ3 dUS ¥t

ASH, 237, 557 9 73R dd, dug(el2 AgEE AL o) AAHeRE Fa% w49 WF
=, Bl EAE%(Meloidogyne) 2] ¥2]& X Z(root knot nematode), ¥2]% o] XZ<:(Pratylenchus)® -]

o] 4% (lesion nematode), F/A%E(trichodorus)%e] 55 e]dZ(stubby root nematode) &) % & 2 I3t

B A3 (5, BE ZAFeR 8% F3(fluke), =% (tapeworm) ¥ 3] ZF(roundworm), olzid), o] ~EF
= 2

752 BV 2(Strongylus vulgaris), Mol E4a7Me} 7V (Toxocara canis), o] dfEF2 ZE=ZFX
(Haemonchus contortus), N tl2Fetg|o}l olw|€lx gfolti(Dirofilaria immitis Leidy), 29| of=Z2 A
2} | Ee|otel(dnoplocephala perfoliata), WFEEe T2=A&et 3FE7b 2W$-2(Fasciola hepatica
Linnaeus) )& 2Z3ghelit}.

2 Wy ggtEe 53], uUH|H(Lepidoptera)d dl5(dE £, wWAHH (Alabama argillacea
Huebner (cotton leaf worm)), HUUFAH e (Archips argyrospila Walker (fruit tree leaf roller)), 9

X Z%(A. rosana Linnaeus (European leaf roller)) % Y& o} 22X X(Archips) %, WE7]FH(Chilo
suppressalis Walker (rice stem borer)), STWW(Cnaphalocrosis medinalis Guenee(rice leaf roller)),
S5 A A A (Crambus ca]iginose]]us Clemens (corn root webworm)), F&% AP H(Crambus
teterrellus Zincken (bluegrass webworm)), ZE% WW((Cydia pomonella Linnaeus (codling moth)), =34
B9 (Farias insulana Boisduval (spiny bollworm)), Huto)| AN A (Farias vittella Fabricius (spotted
bollworm)), vl=rHSANHd (Helicoverpa armigera Huebner(American bollworm)), == o]o] Hg
(Helicoverpa zea Boddie; corn earworm), W ¥l YW(Heliothis virescensFabricius; tobacco budworm), AX
An| A H 2 (Herpetogramma [icarsisalis Walker (sod webworm)), ZL#|o]Z W|g] W (Lobesia botrana Denis &
Schiffermueller (grape berry moth)), 33 WA WHd (Pectinophora gossypiella Saunders (pink
bollworm)), H#UWe(Phyllocnistis citrella Stainton (citrus leafminer)), WWWUn|(Pieris brassicae
Linnaeus (large white butterfly)), AW UH|(Pieris rapae Linnaeus (small white butterfly)), w52
(Plutella xylostella Linnaeus (diamondback moth)), H|E o}n| | (Spodoptera exigua Huebner (beet
armyworm)), ©¥l R (Spodoptera Iitura Fabricius (tobacco cutworm, cluster caterpillar)), 7F&¥hua
(Spodoptera frugiperda J. E. Smith (fall armyworm)), 852 (trichoplusia ni Huebner (cabbage
looper)) 2 ErEJQHH (Tuta absoluta Meyrick (tomato leafminer)))el sl 53] &2 A4S vehdd).
reh, ® ouwol 38 9% Q& (Acyrthisiphon pisum Harris (pea aphid)), #A7] XY E(Aphis
craccivora Koch (cowpea aphid)), 323 S E(Aphis fabae Scopoli (black bean aphid)), W3} XQE&E, 4
2 RQE(Aphis gossypii Glover (cotton aphid, melon aphid)), A=} RE(Aphis pomi De Geer(apple
aphid)), =¥ 2o} XY E(Aphis spiraccola Patch (spirea aphid)), TI7|€8lx ARAE(Aulacorthum solani
Kaltenbach (foxglove aphid)), ©7] N RE(Chaetosiphon fragaefolii Cockerell (strawberry aphid)), A
ol AR E(Diuraphis noxia Kurdjumov/Mordvilko (Russian wheat aphid)), FvAlz} A E(Dysaphis
plantaginea Paaserini (rosy apple aphid)), FYAIARYE(Eriosoma lanigerum Hausmann (woolly apple
aphid)), 7VFAFRRE(Hyalopterus pruni Geoffroy (mealy plum aphid)), 9 XNRE(Lipaphis erysimi
Kaltenbach (turnip aphid)), =2 XY E(Metopolophium dirrhodum Walker (cereal aphid)), #A HHE
(Macrosipum euphorbiae Thomas (potato aphid)), EHGol-#AF HE, =M BHol Y E(Myzus persicae
Sulzer (peach-potato aphid, green peach aphid)), ¥4 L‘ﬁ%(Nasonovza ribisnigri Mosley (lettuce
aphid)), %8 AQE P = HYE(Pemphigus spp. (root aphids and gall aphids)), &5 94 IHE
(Rhopalosiphum maidis Fitch (corn leaf aphid)), &F ABLE YR E(Rhopalosiphum padi Linnaeus (bird
cherryoat aphid)), Z®W1(Schizaphis graminum Rondani(greenbug)), 9==2] X TQE(Sirobion avenae
Fabricius (English grain aphid)), Futo] &&3} X QE(Therioaphis maculata Buckton (spotted alfalfa
aphid)), AAE ARAE(Toxoptera aurantii Boyer de Fonscolombe (black citrus aphid)), @ ZAE A&

(Toxoptera citricida Kirkaldy (brown citrus aphid)); ©F27]=(Adelges spp. (adelgids)); =¥ ZEZAZ}
(Phylloxera devastatrix Pergande (pecan phylloxera)); Bul] Z}Fo], atw} 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} vlv|F(Empoasca fabae Harris (potato
leafhopper)), 22 WW-t(Laodelphax striatellus Fallen (smaller brown planthopper)), ©o}Z2E] wjn]Z
(Macrolestes quadrilineatus Forbes (aster leafhopper)), =2 ullwlZ(Nephotettix cinticeps Uhler (green
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leafhopper)), W vlv|Z(Nephotettix nigropictus Stal (rice leafhopper)), WW(Nilaparvata lugens
Stal (brown planthopper)), <S<E-F(Peregrinus maidis Ashmead (corn planthopper)), 3JSHT
(Sogatella furcifera Horvath (white-backed planthopper)), W& (Sogatodes orizicola Muir (rice
delphacid)), 2% wiv|Z(Iyphlocyba pomaria McAtee white apple leafhopper, Erythroneoura spp. (grape
leafhoppers)); 7] w\¥|(Magicidada septendecim Linnaeus (periodical cicada)); W3} F4 =AY (Icerya
purchasi Maskell (cottony cushion scale)), 2} FZ&= 2AY(Quadraspidiotus perniciosus Comstock (San
Jose scale)); & =W Z(Planococcus citri Risso (citrus mealybug)); 7]EF "Wz FZHx
(Pseudococcus spp. (other mealybug complex)); ¥lU5-o](Cacopsylla pyricola Foerster (pear psylla)), 3
EAEYURO)(trioza diospyri Ashmead (persimmon psylla))E 3 3$}3}E viu|&-(Homoptera) &2 H-E o] LLloj
sl FHor dAAg @S ztevk. w13, AV SFES 54 o Hol(Acerosternum 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} 2He|Y(Dysdercus suturellus Herrich-
Schaeffer (cotton stainer)), 22 W (Euchistus servus Say (brown stink bug)), Zuto] <3 e
(Euchistus variolarius Palisot de Beauvois (one-spotted stink bug)), A= H#e FZHx~
(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 <
% WHdl(Nezara viridula Linnaeus (southern green stink bug)), 2o}# | (Oebalus pugnax Fabricius
(rice stink bug)), W& WA= B (Oncopeltus fasciatus Dallas (large milkweed bug)), W3} Zg| &
(Pseudatomoscelis seriatus Reuter (cotton fleahopper))E X% dl= = A= (Hemiptera)d] Aol s &
Ae zZkeEr. 2 Ude] gEe] o #HAEHE e 2% 5 T (Thysanoptera) (& 5o, <3t
FANBY (Frankliniella occidentalis Pergande (western flower thrip)), & ZFANWe|(Scirthothrips citri
Moulton (citrus thrip)), W5 ZNHE(Sericothrips variabilis Beach (soybean thrip)), % %3} ZaH4
(Thrips tabaci Lindeman (onion thrip)); % =AHIE(Coleoptera)(dlE Eo], FZe= 7 =AHd
(Leptinotarsa decemlineata Say (Colorado potato beetle)), HAIZY F w23HE (Epilachna varivestis
Mulsant (Mexican bean beetle)) B *E]gold#|E(4eriotes), o d|E(Athous) & WopHdS
(Limonius)®e] "}opH#E 29},

woue] BB ma ArEal, @A, AAFA, HEA, A (acaricide), A% 244, oA, ¥
g ATA, BYA, BASEE, BAA, KA, AZE, 4Y AFA, B 4T 94 4
A TFAE 1% o4 v YRH B4 G EE obAlS
T

=
dsAE 4L & dv. wEA, 2
ES

g3 gk AeEA, odAd, opubdE,
AEl, olxitEtadl, ofx-vd, HHE™Y, HIUAeE, RFIZIX,
2, FREZFFE, Fraygyxa, FRadygxa-vd, IRvyexs, 22
EolUd, AZEFEY, WE-AZSFEH, ASZEH, IU-AIS2EY, AHWER, AZvpxl, e ER, T

3 =%, gy 2delE,

SN 3}
%, dnxEgtEHE,  dxAgtEHR,  AZ2HEZY AZSAYolE, gy EdolE,  yEZzy,
ZRYIE, ZZAEGYCE, BI-Z Ry olE, ZRESFE XA FEF A IXNZELE
olmtERZEE, RIFAFIER, o|idXA  RIHFE, THER, WELHIE, WEoWEEX,
HETE S, HEY, vEZA wEAZFZ2Z BELIIZEIA HEAEAE YEoR, »=UREE LAy
st e, setE2-vid, HEER, ¥HolE, ¥R, ¥AWE, yavvE, JuZlEn, TRin¥s,
AuERZ, dgdd, FYZEAMA, ZHE, A9RAlE, X ¥~ HREA A HEFAFE, HEFE
d, HPEEZ2~ HEHGSRZENYXA~ ol Rt EHolvEs, EHOUZEH, Haw-UEF, EZEHE

W, EYEREE g EYETRE ARAl, ], o mlEe}, ofFHAAERN, HxW, SERAEAE-S,
HER FE(ie7] gabatel), BEFIVE, JtEERsm e, g, ', Jtenivd, SERYE, S8
2a2d, g7 SAFReE, 2 4, AEFAvEE, AlEARE, AZRIUE, AZRYd, (5)-3,5-HF
2EN-G-FRE-1-og-1-wg-2-S AT 2 F)-4-v Dl =o}u] = (RH 7281), o2 2 A W E(5-2900),
tEzvd, gz, vdeivs, (5)-3,5-H3=2-5-mE-2-(M e 2)-5-7d-3- (s d opv] 1= )-4H-o] vt}
F-4-2(RP 407213), HWlEREx  COEAREZN, Hyaud, dyags-i, &9, dudEs, o FA s
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[0313]

[0314]

[0315]

[0316]

[0317]

[0318]
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%, AR, AUEE, duelE, ArmuE, Askeessxore), A9ERY, ALsdd, Asdpe
=, A9 ohEelE, MY SESAS, ERolAy, FFUSAY, TTOIEN(RPA 403307), EFAIGE, F
FaekE, TREdd, ETELeE, s, 24

g -okfuly, FEoebd, e Eba] 2(5-82658), ARSI
Z, o|lZIUE, o|ZEMIEA o|ZEUR, o|AXEHEYH, A, AAEFA-HYE, wIAE, whE
Hu=ma, MZzed, fEggd, fEIUE, fEN=AEZN/Hnn A E2W(SSF-126), vEFEFEd, vo
-obAzI(H " HEol 2 Aol E A, AFE, JIANFE, ZEHUE, Z2F32dgx, ZEgEFIER
zRIIVE, JYdss, AHGESE2EZN, JYydErd, I2AE, ASA, 29 A, 3, HEIUE,
HEZHIUZE, HoptE, EEFAME HOodholE-wd, ¥, Eoltd, EgoltdE, Egoltvs,
EAlEEE, EYISAAERY, EYHIVE, dEval 2 WEEEY; AAFA, od7dd, guitEe
AL 9 FHym s AtAl, d7d), 2EfEato]al; AH|Al, oY), ofmEtx, A:WEQUE, S22l
A olE, AFAE, to]laE, toldEFR2, o FAE, AU, AFEY SAE, Az=sE, A9S
Aol E, AAEjolE A, 222 r|E | Igohdl 9 HRAggs; @ AESA kA, ofHd], ssp. ofolAret
Ol(aizawai) B FE2EV|(kurstaki)E Egsh= wpae2 WE)7|MA 2 (Bacillus thuringiensis), WHA# 2
NG 71 dA 2~ de} =B (Bacillus thuringiensis delta endotoxin), WFZEZE4Wlo]#] 2 (baculovirus), 2 &
W94 Bte o}, wlelefs H Zlt.

u

=,

m

do

>
Mmoo &

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

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

o] 3t E3slrld vigA gl AEA] 2 AuAle FEERe|E, ofHd, AFEHEY, ATRRE
, NEFEA, HE-AIEFEH, oA , ZHEY; Jl=2vldolE, oA
, AxE7lER wEY, Zt28; deYyIEHR=o=, o7, SZEoMd, ontE=2e
2 golFrrgs; A JNEAZFEH; A4 wta=2A 28 g, o7dd,
29 AbE ) ofuEEl L ofHE Rl g o FE2AHGABA) AAl, oHd], dEEd, dEZE
2 Fgrad; 424 g, dAd, ZRHETE 2 EYIFETE %5 S28 A, 434, Hodsd
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o

o]

o2 A §A

EY =dA(drench), Eolle] 33 =A4E, B v A Ee o|AERA AE

!

o
all

ozel

)
o
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ZA B37)(fogger), &=
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1, olojelL(eartag), BF2(bolus),
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0

~

A

[0319]

A 7R 40 WA 99%

\R=]
=

A 0.056 WA 10% ¥ 2

71 B

A 0.01 WA 5%, 5

3

A

2

Ao
A

8 A

H 2ol o

Hq ASel oJaM B 4
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[0321]

o]
~u
=
Plo
A
o}
M
AJo
el
NH

e
AJo

=

o
AJo

|

d A& oF 0.01 WA Zkg/SELE L] AJEEC]

-
&, Ho

I

:3

=]
=

A}
ha

E

oA, 271, A B, AE, 32

A el

H
RRE:E

=]
)

g o

3
$1e]A"E, 0.1 mg/A

o, 8kg/

317}

FEL2 o]
2 1.0 WA 50mg/

FA %, 0.0001 kg/

1

eTA
=]

ulE o] ¥

3L
i=]

Ei

I, 150 mg/AlFH]E o]io] Ia
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[0323]

Réb,

°C

&

R’
CF3

i

Ria

3EE

i-Pr
Me

CF3
CF3
CF3

Br

Br

i-Pr
-Bu

Me

Br

Br

Br

Br

Br

i~Pr

6 (241 1)
* I NMR dlolgd] &) MAE D 22

[0324]
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[0325]

[0326]
[0327]

[0328]

AAE B
N
R4b R4a /
a
N | N\N
e
G l RrI13 \7
R3
_sge R rf? g7 RB
T@ANA2) P Me H Br H
8 i-Pr Cl Cl Cl H
9 i-Pr Cl Cl Br H
10 i-Pr Cl Cl CF3 H
11 Me Cl Cl Cl H
12 Me Cl Cc1 Br H
13 Me c c CF3 H
14 i-Pr Me Cl Cl H
15 i-Pr Me Cl Br H
16 iPr Me a CF3 H
17 Me Me Cl Cl H
18 Me Me Cl Br H
19 Me Me Cl CF3 H
20 i-Pr Me H Cl COH
21 Me Cl Cl Cl COoH
22 Cl Cl Cl Cl 3-¥gd
23 Cl C1 Cl Cl 2-olm+EE
24 Cl Cl Cl Cl 40P+ EE
25 Me ct a a CO4Et
26 Me Ci Ci Cl CH,COyMe
27 Me a a €l 4(COyMe)Ph
28 H Cl Cl Cl H
29 H cl a CF3 H

* IHNMR dlolele] gl A D 2

EREN
c
Ria —
. N. N,
‘ \\> \ 7
Réb
N\ Rr13
(o]

_anz R Ré2 R B
30 H Cl Cl Cl

31 H a a CF3

*IHNMR dlolelel dal AMo% b Fx

EEHCO)
192-194
207-208
167-168
173-178
200-202
157-158
219-220
228-231
213-214
238-240
254-255
207-208
143-190

*
135-156
*

*

#

*

178-232
181-192
162-177

Q.04 (°C]

_60_
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[0329] ANE D
sekE We THNMR vlel¥ (g2 447 g9 CDCly 8191)3
. DMSO-dg 8.6-8.5 (dd, TH), 8.4 (ad, 1H), 8.29 (s, 1H), 8.0 (d, 1H), 7.8 (dd,
1H), 7.6 (d, 1H), 7.4-7.3 (¢, 1K), 5.0 (m, 1H), 2.08 (s, 3H), 1.41 (d, 6H).
) 8.41 (dd, 1H), 8.21 (d, 1B), 7.96 (dd, 1K), 7.58 (d, 1H), 7.45 (dd, 15D,
7.38 (s, 1H), 3.40 (s, 3H), 2.16 (s, 3E).
3 8.36 (dd, 1H), 8.17 (d, 1H), 7.94 (dd, 1H), 7.56 (d, 1H), 7.42 (dd, 15D,
7.37 (s, 1H), 5.08 (m, 1H), 2.16 (s, 3H), 1.46 (d, 6H).
. 8.44 (dd, 1H), 8.02 (d, IH), 7.95 (dd, 1H), 7.52 (d, 1H), 7.45 (dd, 1H),
7.28 (s, 1H), 2.11 (s, 3H), 1.64 (s, OH).
s 8.39 (dd, 1H), 8.20 (d, 1H), 7.93 (dd, 1H), 7.57 (d, 1H), 7.41 (dd, 1ED),
7.12 (s, 1H), 3.40 (s, 3H), 2,16 (s, 3H).
6 8.34(dd, 1), 8.17 (d, 1H), 7.91 (dd, 1H), 7.54 (d, 1H), 7.39 (dd, 15,
7.12 (s, 1H), 5.08 (m, 1H), 2.17 (s, 3H), 1.47 (d, 6H).
. 8.3 (m,1H), 7.9-7.8 (w,2H), 7:4-7.3 (i, 3H), 6.0-5.9 (5,1H), 5.9 (d, 1H),
5.0-4.8 (m,1H), 4.4-4.3 (d,1H), 2.10 (5,3H), 1.3-1.1 (m,6H)
2 DMSO-dg 8.50 (dd, 1H), 8.21 (d, 1H), 7.87-7.75 (m, 2D, 7.61 (ddd, 1H),
5.83 (bs, 1H), 3.01 (s, 3H)
2 DMSO-dg 8.38 (d, 1H), 8.22 (bs, 1H), 7.9-7.7 (b, 2H), 7.58 (i, 1H),
7.16-7.05 (1, 2H), 6.83 (bs, 1H), 3.15 (bs, 3H)
[0330]
S WS THNMR dlolth (g 147 gl cpch 5))8
. DMSO-dg 8.6-8.5 (dd, LH), 8.4 (dd, 1H), 8.29 (s, 1H), 8.0 (4, 1H), 7.8 (dd,
1H), 7.6 (d, 1H), 7.4-7.3 t, 1), 5.0 (m, 1H), 2.08 (s, 3H), 1.41 (4, 6H).
5 - 8.41(dd, 1H), 8.21 (d; 1H), 7.96 (dd, 1H), 7.58 (d, 1H), 7.45 (dd, 1H),
7.38 (s, 1H), 3.40 (5, 3H), 2.16 (s, 3ED).
3 8.36 (dd, 1H), 8.17 (d, 1H), 7.94 (4, 1H), 7.56 (d, 1H), 7.42 (dd, 1E),
7.37 (s, 1H), 5.08 (m, 1H), 2.16 (5, 3H), 1.46 (d, 6H).
. 8.44 (dd, 1H), 8.02 (d, 1H), 7.95 (dd, 1H), 7.52 (d, 1H), 7.45 (dd, 1H),
7.28 (s, 1H), 2.11 (s, 3H), 1.64 (s, OH).
S 8.39 (ad, 1H), 8.20 (d, 1H), 7.93 (dd, 1H), 7.57 (d, 1H), 7.41 (dd, 1H),
7.12 (s, 1H), 3.40 (s, 3H), 2.16 (s, 3H).
6 8.34 (dd, 1H), 8.17 (4, 1H), 7.91 (ad, 1H), 7.54 (d, 1H), 7.39 (dd, 1H),
7.12 (s, 1H), 5.08 (m, 1H), 2.17 (s, 3H), 1.47 (4, 6H).
. 8.3 (m,1H), 7.9-7.8 (m,2H), 7.4-7.3 (m,3H), 6.0-5.9 (s,1H), 5.9 (d,1H),
5.0-4.8 (w, 1H), 4.4-4.3 (d,1H), 2,10 (5,3H), 1.3-1.1 (m,6H)
a DMSO-dg 8.50 (dd, 1K), 8.21 (d, 1H), 7.87-7.75 (m, 2D, 7.61 (ddd, 1H),
5.83 (bs, 1H), 3.01 (5, 3H)
2 DMSO-dg 8.38 (d, 1H), 8.22 (bs, 1K), 7.9-7.7 (bm, 2H), 7.58 (¢, 1H),
7.16-7.05 (1, 2H), 6.83 (bs, 1H), 3.15 (bs, 3H)
[0331]
[0332] 1H MR dlojels HEZGWEA RO ZRE ppn th2Z oty AZSHL (o)-TLA, (dD-°lF4,
(Q-AFA, (M)-tFA, (dd)-olF o5, (dt)-4F olFA, (br s)-H<2 dddo=z HAH,

[0333] v o] gEets A
[0334] A A

FEUHH(Plutella xylostella)®] WAES 2
ShEl A2 A ZEHolYR FAAHAT.  FZol MEHE AMESt Y] RS
A

[0335] ]

i
o,
N
)
ofi
ol
N
Ho
_?L
>
o)
o
>
flo
—_
)
N
T

c
I
ox
ow 1

[0336] Al st
TS5 43) 2xd] 2-F TE} vejey
= 88 ALgste] AASAAL. AAFE

RO OMAE 106, % 008 % AdolUTalAeA, FAARA, FF ‘;1 ol
N E

(radish) 4j&o] ujF-cl
Arg 27 el A 10-15

e A2 = =

AR RFOR AN BEAIIL, the fFol EPE wsE #F AR AERVE Z0028 AAsd 4%
9 RS ZYSHE FUOE A FUCE oBAAL. WY §3S AR Tt gy e g 4%
=



[0337]

[0338]

[0339]

[0340]

[0341]

[0342]

[0343]

[0344]

[0345]

[0346]

[0347]

[0348]

[0349]

[0350]

[0351]

[0352]

S=50d 10-1011837

H
e MRE sQF AxA7]an, olojA, el & 4% S gy, AE f3E 25 T H
A =
=

A& B
d£o] whuk(fall armyworm; Spodoptera frugiperda)® WAZ H7lsl7] 93 A FHS 4-5-U-A ¢
(maize) A=o] o xgd =2 /) ZeoUZ FAHAT. Al Aol 7l&H vkt Zo], 3o AEYE
Agatel 7] S 2E AR 27 Ao 10-15 1-9-4 §E20=2 Abd A AT
Al Aol )= vl we AlE sgES AlASkeaL, 50 ppml®E AT 7] AlES 33 HHESIgITH
AR 3, AlE AN 71, olo]A, Alg Aol 7w ule} o] AlzZbHom bkt
AEE 3E FoA 7] FFEELS =2 FFo AE BIEE ATAT (A4 &) 20% olsh): 5, 7, 8,
9, 10, 11, 12, 13, 14, 15, 16, 17, 18, 19, 23, 24, 28 % 29,
A& C
2] wHuek(tobacco budworm; Heliothis virescens)l ®AIE H71sl7] 918 Ald fH2 6-7-A-A W3} 4
Eo] Yo x3E A2 s ZeHoYR FAHATE.  AlE Ao Zisd uie} Zo], I MEHE AMEEIY
ZF Aol 8 2-U-A) frEo® AR A AT

of wat Ad 3eES AAlsetar, 50 ppmeE BEAMAZAT. A7) A8S 33 HHEEgiv).

W& A A Fo AXA7IAL, o]lojA, AlF Adl YsH ule} Zo] A|lH o= Frtelgltt.

)
N
o
L
tilo
rH
ofi
>,

Al
BT

N

N

)

de stdE oA s e v 22 FEl Ae BREE Awsid (B4 ddl 20% °lsh): 1, 2,

H|E oli] e (beet armyworm; Spodoptera exigua)®l WAE #7117 e A3 FRE 4
ol Wil E3E 22 Y ZEeldz AN, Al Addl 7lsd ukeh Zol, o] AEYE AHEEHY]

A7) RS 2 AR 27 A 10-15 1-9-4 fFEFo® AbE ZaA AT

of weh Alg Betee AlASketal, 50 ppmoE ZARART. 7] Al8S 33 Wi
e A A Tl BAATIAL, o]oA, Al Adll 7lwE wiep go] A|ZtH o r Hrskglitt

il

A8 E

HE: R(ED) HF e 8 4 H5eoF Y= (green peach aphid; Myzus persicae)®] BAIE %713}7]
A A Fule 12-16-9-A 7 AEo] Ui xFE 2 s FHoWE FAENT. v A EERE
AN o] 27 Aol 30-40 FETVIE AFE AES oA Aol AAAAA AR AT (d ddE). 4TI
e o 27e] Aol wEt AlF AER olEsilth. AR A olF, AF e EdE RHTos 99l
o

g sgE2 obAlE 106, = 90% B dZopH I SA R, FAY, 2=
AHBHE 2B, Q1= 9] AlF) 300 ppme

gF 2 olAZRHRLS ¥Is
é 1=
S 7+ AF f3 AR 1.27 en (0.591%]) el 9

13t 1/8 JJ A2=E viu(=ZdY A|2="= Z )2 S0J2 857 &5

AE Fo RE AP FFEE 250 pnoE RAAZT, olF 33 RN, AR AP sFEe w4}
F,7F AR e 17 B ARAD, ololA], el B A3d A4S Atk AY FHE 1021 T
9 50-70% ) FES] A AN Fol 62 Bt AAAZE. ololAl, 7 AF FUe TF wAE] s A
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el
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=
=

[0353]

A& F

[0354]

7}a17]

Al EAlA 7]

3

=2
= %

3l @& A E(cotton melon aphid; Aphis gossypii)2l HHA

[0355]

1

ol

il

Holu=z 4= 3l

A
T

7N

R
TH

.50

71E A

] =
=

o e} 30-40

250 ppm& 2 EALA AT}

s,

A Al 5}

) vol) weh AF SRS

|
!

AR Bl 71E

[0356]

29.

=i
=

vEbACh: 8, 9, 11, 12, 13, 15, 16, 19

el
=

[0357]

Al G

[0358]

7}t

3

I

T-(corn planthopper; Peregrinus maidis Ashmead)®] WA=

[0359]

=

o

A

R

Ay Zeolv= T4

g Ao

3L
s

S A= (spike)o] UfF-ol

50-70% ol 5o A AW Fo 6Y

=i}
=

19-21 C

13.

=i
=

vrebt: 12

el
=

[0360]

A& H

[0361]

7}a17]

3

=2 =
= %

(Potato Leafhopper; Empoasca fabae Harris)e] HhA|

2} uljn]
- 242 (Longio)Z A& (1x}

1

[0362]

6~
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e
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A A1E
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2A} 7,

AR
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Eol 71
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19-21 C 9 50-70% Jdl &=
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29.

=i

=
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