(19) e AR FNE ERFIR =G

RN

(10) 1A ES CN 102153506 B
(45) A5 H 2013.03. 13

(12) ZBREF|

(21) IS 201110039567 6
(22) HiEH 2007.02. 09

(30) LA E R
60/772, 108 2006. 02. 10 US
60/836, 044 2006. 08. 07 US

(62) 51 IR IR IR
200780005133. 6 2007. 02. 09

(73) ERWMA EZEM KA A
Mk 55 [ EER g
(72) KBAA MeR+J8E BM AL Bk
ReBeZAM K@MH JeMe&HM
VeBe il JeoJeidET
(74) ERRIEBAA L RS EA TR
NF 11314
RIBA FEfE EHH

(51) Int.CI.
07D 213/34(2006. 01)

CO7D 409,04 (2006. 01)

AOIN 51,00 (2006. 01)

AOIN 47,/40(2006. 01)

A0IP 7/02(2006.01)

AOIP 7/04(2006. 01)
(56) X bk 3214

GB 1307271 ,1973.02. 14, B 1-18
0.

US 2005/0228027 Al, 2005. 10. 13, #i B
170, 28 16-20 T, AUFJZESR 1-8 107 .

HER AR

BOMIZRA 3 71 HEH 44 T

(54) %&BREFR

A HN- B (6- QR RERLRE -3- 25 ) %
2R
(57) HE

AR BAY J A BON- BRI (6- iR SE AL
WE -3 55 ) Bk WAEEE i . AR & — R
Tl B SR 7 ¥, 1% 7 VB ot T AR I b e
ARRKERERX (D PaEy, Hdn, XA N,
B ONGL AR R LG, s RS FI L — R R 4-,
5- B{ 6 JuH sRUMREE € -ChtEE R PRI R a7
RFEELC-C T sn /& 0-3 384 ;Y [RFE CC,
i AR BEIE 5 B3R ARIE B B AL 46 BLRE S BERIIR
IRFE ], Hor ik st 23k B BRSEAEY K R 1%

en DL 2 W EAEA R S IR A Y.
X

\

0=8—L—(CR™R%), Y

4
R! N
@

CN 102153506



CN 102153506 B W F E k B 1/3 7

L — R 59, S
A (D) G

X
0=3—L—(CRE), —( My
. N
R ®
Hrp
X 14 N, 8 ON

LA B, 8 RS HT L — KR 4-.5- 3K 6- J¥f 5
R' A% C,—C, FEdik ;

R* R R® A7 AR S B € —C, bedit

n J& 0-3 HUHEAL

YRR C-C, ifUkEdE s H.

HA R BB HE BBE  SCREAMOIREE ZT s A K

B. — e P A AR HRR AR T BRI

2. MAEBHER 1 prik il &9, B .

A BT E A -

CH3
< CH
| XN
F;C° N (IJN.

B. Jfrids— i sl 2 Ak oAt A GRS 3% BB SR R BT BT FIR )RR
AT 5 3% EEL R T 4 T 3% 3% HRG) 8 B 3 o3 ORI S 5 Bl RS AR % R R 1 3% HLD
2 ke PP R 2R 3% R 28 I PR e 5t P 2 U 6 PP R IR A% TG — PP G U PR R I R Ml 2
e PR 5 % ER ) 2o 2 PP R e e P IR I 3% ERL TP 5 2y 2 % R RS A3k HLR) L AR PR
7% HRF) S BEZE ISR B el BRI T B A RE 77« U R gl W R s e 2
NSRS N NS VNS A S N [P 7 P S N 7 B S N | TR B IE S BN
i e SV PP 5 518 3% H) L M e S PP S fide o3k ER P A L S ot JRGR S P 0 2153 ) A LA PR
SR H AT HUBTL AR R 5 2R 3% R O U A LA A S 21 3% HR) s s IR B g A7 Lt
AR B S35 HRFR g A AL ACRAE IR B 2K 3% G S 28T WA A IR 2K 3% ) 5 I I e
ATHUBRL A IR i 5 A% G 2 01 = A MU A Qe IR B 21 3% ERL T 53 Ml e AT WL A R IR Pt
7% ERT) < S5 S A Lt A e R 5 288 3% HH 7P < A e e e 7 LA A8 I P S 3% RG] e Ay L
it A QR IR i S 3% ER TP < R AT AL A QO R TS 1S 3% KR < e R AT Lt A QU IR FB S 3% ERT) L
WA WL AR R 2R A R — W LA AR PR 2 A% ) A2 LA AR R 2 %
SRR R P S of R AR R IS 218 % ERGT) L 5 Z LBl A QBRI i A% TR SR SR SR AX
Fi 1 P 3% HP) < G A TR IR I 21 3% ERUG) S Bt A QR B e P 3% H P < i R — I A 3% ERG) L B — R gk
SR 408 % PPV DL 2 3% R < EE A o3 R UL 53k R 2 T 2K 3% HRG AUk HL 2 T A 3% HR)
W %% 3% HRGHI) L 1 24% FRR 2 i 1R 3% ) AR AR 4% G RS R o

2



CN 102153506 B W F E k B 2/3 T

3. MAEBCFER 1 prik il a9, B .
A Frid A -

CH,

CH

AN g7 3
B
F;C” N N

B. JITik— il 22 Fp At % B ) R EL BB ER BRIE BT (P R S a R
Z N 2 spinetoram. B 4 B 35 2 PR 2= IR IR B BRI R R R I YRR RS L R BL A
2\ lepimectin, 2§ KVT AW 1R 22 15« S V0 R 2= B R 5 « TR SV et 722 0] it R T e R0
TV B TV R A B M R EBR R - A A I MR B A R TS TR IR I T %
B TTVEM 228 T KM% 2 [T\ BRIAME T PR HANE 11 K25 N, ryania 22/
B % BB 2SR TR v 1 B e 1 8 T IR 1 8 decarbofuran . WRZRja dimitan.
W JE hyquincarb HUEF R AR B 386 KB vF KR T W g T AR AU K 22 IR0
o B 1B R IR L E B B U BB 5 s K B R B B B U K B
B dicresyl. 48 EMPC. Zfi 2K g fenethacarb T & 57 A J& B AR B 8 K« 2%
0 T~ WO N A A B R A B VR SR B XMC KR T Y W T A ) < A Y « DNOC, 7 i
BRI UK Bt A BRAL N S 7S A FR AN e e i SR IR L ok RBR AR LR L formparanate P
TG Zhi A DY sk 507 &AL A SR L 2- RNk PR QL 1, 2- IR
Fe1,2- R LKA Lt FALE e FFIRIR S RS0 & TR 25 VB I e AR
VS & IR A it 530 T R Sl A 0 7 ot S TR B Tt SR A 00— 3 LR MR il o
s KRR | B HOIR - GRUER IR S A IR | SRR IR R T L 22 IR SRS IR S AR
AE TR ARG A <S80 s L SIS S HRR 65 A U  mbe A Mk A AR B S PR 2R TR Y
P T RGER T B8 B A S eI o AP A BRI S R o — W i 3 L i 17§55 i
R HUE R R TR R T R T I o U R IEPE L % OB 0 R e
R T JE T U bk RO I RO | e W R AR R W B | L H R | A e R | W
Wk ¥R -DDT.EEA%35 DDT. pp’ ~DDT. Z3E —DDD. HCH. v —HCH#KSF . AT 3 « 1L SR
TDE 3 PG R A KT P ST T K di Lor ST 572k FG 77 HEOD | -G 52« HHDN,
R 7 5 Tk . KIUR . bromfenvinfos., 7 M3 H | LERfE  BORIE . VR R L &
o AL U B L B . methocrotophos 38 KM A B« — VR 25 IR i fide . T T
T« TEPP. 2% HU B VB8 ALl T 2RO i L 8 2 B0, S 1otk e O e L o e 1 - UL L L P L
HH SR % HH AR O HH AR —S. PR % L A W B —O PN W —S . AR 25 P IR L O0— AR — IR
. S— FE — PR i IR B . S FRIE . St K Eets . PSP S dE i B huhm i . Hii 2 0
TR S S Tt APt P L VR IOl R T ol AR S PR R e R R R R A
Tt Bl 22 Bt i« K I B8l A R SR ATt Bl It e I K0l L S It A SR T e L P S L
SRR | MR B U WO R EE L AR R 1% DR A T L PR L A PR
%+ quinothion. dithicrofos. thicrofos. LIS MHE 7 3L A0 « S0V Fe 0t ke« P it
fitke LSBT . zolaprofos. chlorprazophos. M Bt 5540, AL EE 4B, butathiofos. —.
R CWETLE L lirimfos ZEEWENE W, A EEMENE % | primidophos \WRRLEE ] WG PR
fi PSR % . athidathion  MEMERR R FMaE . LR L UM  — Mot | A8 0B L WAL 1%

3



CN 102153506 B W F E k B 3/3 T

CFEIRURIE . =B . SO L R R | A M S AU PR R etaphos X KM 7 A
USRI E RO AN IR RO B B | 2 R XA SR AR S
TR X SEUBAL I « TR VR PRI s« 7 TR e BUBR i« trichlormetaphos—3. =AM T B
BB A0 ERL Y PR L M R FR SR R IE I EPNGIR RIS E B R R T RN b
HE i IR . pirimetaphos. I AR B « 7K HE Bt ot S A0t P Mol « Jie TR 2 L PP 3R L B R0
4 A M S A\ A 0 s ST e s IV R ke 2 156 s SR HRUG £ i L A RS
pyrafluprole. pyriprole. M. me i Wiz . vaniliprole  fi 7R 54 BE 45 T8 26 G A= 0445 14
3l barthrin  BEZEZG S bioethanomethrin. M HAGHS . 2 526 L M A E 36 HE. B - WA
TS RSN v - FURASEEE . M - SR E e A o - A E L. B - A F A
fig. 0 — EF S Zeta— SR NG AR BEF 4G HE SR AG G VU 50T BE2 B 24 1 o 2
B LA A5 s ML SRS G TP BB TG 0048 I I S8 2 T 5 T U U3

5L F A EG DI PR A S TP RAE IS SR AR A AE S transpermethrin,
TR IS A7 HE bR T 24 B PoLBR HU 34 EE TN R4 S« pyresmethrin, SEMRAGEE A4S IE 54 15
cismethrin. -G BE - IR 0000 T4 26 s 256 15 VU S5 B55 DU 2K 2 15 BA 44 s . — STk 24
s SRS . protrifenbute. A HS . flufenerim. WEUHGE YR 03 i W2 E S | 02 A O AR | 02
B ZBE. T EBER flucofuron. sulcofuron. AKD—-3088. S & MAIN % . 2 & Bk AR 28 . T 7 il
BE | E2Y45 . EXD. il me s il . fenoxacrim. MRS . FKI-1033. flubendiamide. HGWS6 .
WU TKI-2002 F5 55 7 ERi i « metaflumizone 3% HU i | U R . NNI-9850, NNI-0101 .t
e ] ks 2R\ W R B Qi de TR ADN I o SRR « SY J— 159 2 U E i M 0eF J




CN 102153506 B WO B 1/44 7

FEN-BUCHY (6- pafChTEEMENE -3- &) hr Bl fs B Il A

[0001]  ASHIiE 2 HHii 5 2k 200780005133, 6, B3 H 24 2007 4E 2 H 9 H, R4 K “ &
HN= U (6 IARBESEMERE -3 55 ) Hesb WRAETE % ” 1y b [ &R H s (1) 73 S8 i
[0002] A Hf 3 B3k 56 [ I N H A &R 41 5 60/772, 108 (2006 42 H 10 H &AL ),
60/836, 044 (2006 4F 8 H 7 HIEAT) MM

A Shie

[0003]  AJ BHME Kom 2 N- BUARE) (6— i fRGESENEmE —3— 55 ) e Ik W R I IV Jig S LA 4%
il B L DL R B A %’MEZJJ%,fl%%ﬂfeﬂ*ﬁﬁﬁﬂ,ﬁi”ﬂ%‘(%ﬁéﬁ (sucking insect) HHHIRY
H o BRFAMBIEFSZLEY . SA %G TR RAEGWHE BT UL iz
G R R .

BEHEA

[0004] X R SR S UK. B HUIE R & O 9 ai 0 R A ks . 20
400 B3 R s — PPl 2 Fp ok FI R A BT o XTS5 2 (1) 2% HUR) (40 DDT . 2a 5
FRIE R MR B ) 3KPT I MR R AN o {H 2 T 48 X5 — R A8 7 10 400 ok Hh 2 5 1% L)
B OARERIRBU) B, 75558 7% B, e 2 A8 B sl E S A E B 540
[0005]  SE[E L H HIIE 2 FF 2005/0228027A1 #iih T HAL W REEE Y IE (RS (6- fidk
mEmE —3- 5% ) FEEIRHIR AL ), RHAEE I R rp N . IEC R (6- ifUke kit
WE —3— 3% ) e PR I 0 e HLA R sk (9 1

HIAAE
[0006] A<z B30 Ko —Fofrdss i B2 HRU AR 7 V%, A2 5 VR A0 A R S 4 T e s Tt FH B ER K
fal (D &Y -
[0007]
X

0=S—L—(CR’R?),

Za

R! ®
[0008]  HHp
[0009] X X3 NO, 5k CN ;
[0010] L QU o, i R'. S Al L — 2K 7m 4-.5— B 6- JoFF ;
[o011] R fUF C,—C, ik ;
[0012]  R® I R® phor AR R Sk C,-C, Bedik
[0013]  n & 0-3 FEEEL
[o014] Y fX3& C,—C, pifUhidk s H.
[0015] LA AR LEAL B 45 B A SCREMREE B, Horb T i s £k B G2 YD K R

5



CN 102153506 B WO B 2/44 T

R M R T UL SR B B SR A
[0016] AR B tHD f— Pl il oA ME sk 258 da iy v, o =8 (D &9 -
[0017]
X ‘
) - =
0=8—L—(CR’R’), N 7Y

l | N

R! ®
[oo18]  Jirp
[0019] X f{F& NO, B CN ;
[0020] L ARFEEHEE, B R'WS FI L — KR 4-.5- 8K 6- JUIE 5
[0021] R fR3K C,—C, Ft it ;
[0022]  R* Al R® RS HUAR R AL C,—C, Fidi
[0023]  n & 0-3 (%Y ;
[0024] Y X3& C,—C, pifUhidE s H.
[0025] A RIEREELALHE B BE  SCRER IR [
[0026] A BHIEW K —Fhd &4, HA S
[0027]  A. X () WG -
[0028]

v
O=S—L— (CR2R3)n \ / Y
| N
1
R M

[00290]  Hirp

[o030] X fX3& NO, 5K CN ;

[0031] L 4CEEHEE, 8l RS Rl L —#2 %R 4-.5- Bk 6- JUHf ;
[0032] R 8% C,-C, kit ;

[0033]  R® Fll R® Jhor AR R Ak C,-C, Hidt 5

[0034]  n & 0-3 [RIEEEL

[0035] Y {0 C,-C, pifClidt ; H

[0036]  HAPORTEBEAL AL HE B BE SCRERORIE A s BL &
[0037]  B. —Fpa 2 Pl HAth % o) L 3% L ) Bl SR )
[0038] AL K —Fpal G4, HALE

[o039]  A. = () WHLEY -

[0040]
o
0=S—L—(CR?R?), \_ Pt §
| N
1
R M
[0041]



CN 102153506 B WO B 3/44 T

[0042] X X3 NO, B¢ CN ;

[0043] L fUZRHEE, 8 R\ S I L —3RIR 4-.5- 8 6- J0If 5
[0044]  R' X3 C,-C, St

[0045]  R® il R® Jfa7 AR R &8k C,—C, Hidt 5

[0046]  n j& 0-3 [HYHEEL ;

[0047] Y 405 C,-C, pifUbedt s H.

[0048] A RTE RIS ARG HBE  SCREFIIOIRIE ] 5 DA K

[0049] B. Fi¥-.

[0050] A<k BHD Ao FH T4 il B H, e ol i FH T 43 il e R L s R R it ib &4 58
S, AR B (D Bt a9

[0051]

X
o ! 2R3 “
0—'8 L"—(CR R )n \ N// Y

R! m

[0052]  Hib

[0053] X G NO,. CN 5 COOR" ;

[0054] L fURHEEDL R, S fl L —HEFRIR 4-.5- 8K 6- JCIf ;

[0055]  R' 03k (C,-C,) %tk ;

[0056]  R* Fll R® Al AR A 2R S0 o EEB0R

[0057]  n J& 0-3 FHEESL

[0058] Y fR3& (C,-C,) mifRedE s AN

[0059] R*fR3E (C,~C;) ik,

[oo60] LA (1) PrsiIE PSS T 543 .

[oo61] (1) i@ () FiRptb &4, Hr X & NO, 8 ON, ik ON

[oo62]  (2) i@ (I) Fimptb &4, Horpb Y /2 CF,

[0063]  (3) WX (1) Fniffb &4, o R® R R M7 AR SR A RS &%
[0064]  (4) WX (1) Fnibad, i R, S AL — RS BB AN 5- J03F, H n A2 0, R

HA L
»

[0065]
R
| //S\\

Y N

[oose]  (5) @ (1) FIonfe G4, Horh R ARSE CH, FI L AR Sk, B B 451
[0067]




CN 102153506 B WO B 4/44 T

X

O;E"" (CR2R3).,‘<:>—Y

I N

CH, »
[o068] H:Hn = 1-3,HFMi%kn = 1,
[0069]  ANAMIHE RN L& T S ILE AL & Wl s 2 ARG A%k f 2R 4 A 1 S Lt
WEY
[0070] AR B R AL A X (D) Bros BIA6 G 4 BL OB 40690 18T 3 32, FIAE R 18
L 18R SO 4R A
[0071]  H kS 77 =X
[0072]  FEEEA LSOO, BRAE S AME M, BT A KRR C, T A H B2 EEH 75
[0073]  FRAEH &R B e, WA ST A AR TEGER (BT ERMARE AR ), 855 E
B SCHEVRIERZE AT BRI, 18 RS PR P O 56 1- R O VAR, 1- %
CH IR IE . ARTE AR — 2 KT se g E i+ (BE R ra 4l
A ) BRI BT I AT ATE s ZAFE IR 20 IR, SRR DUk .
[0074] ALY RT LIAE R —Pral 2 Fpr AR e M AR AP AR o 5 Fh ST AR S A6 A A0 45 JLART
TR A FEXT W A AR RO B AR o BRI A S B R AL B ) B 45 S0 e VR & 40 25 D SLAR e )
EROGAETERG Y o AUBEIAR N 2 T8 —Fh 7 A4 e A6 44 ] g b H & i 5 1AW P
B SR AAROG ARG MR AW nT DUl i e e v & Ry, kA 753 (1) (resolved)
ALEEMEHR R BLE BRE Y BRI R 7 R A9 3
[0075]1 @ (Ta) A4, b R R RV RS XY A LART AT & S, HL L2 e, ]
DL 77 %8 A P 745
[0076] & A

[0077]
0

P a . __C>_ b
1—S—(CR?R3 Y ~———— R!—S —(CR?R3), Y
RITSTERRL R mCPBA ¥ NaN,, H,S0,

(A) ®) .

—X
N — N _
R"-'\'S——(CRzR3),, _O—Y BICN, DMAP Ri—S—(CR2R3), -—<\__N>—Y
N HNOj, Ac,0.5
© CICO,R4, DMAP (Ia) i

[0078]  {ETEAKID R a b, MR &I IR (nCPBA) FERR ME¥SHHHAEIR T 0°C AL
X W) P Ll fidm = B) PrarEm. £ RZEH T, “ S Pt E RNy
PLIERIHH o

[0079]  fEJ5 % A KPR b b, Hl B R ACIAEIR G (B IR A7 AE R AE AR50 P AE A T
WAL (iminated) YEAR (B) KASRALE (O) Pt LmBL L. /£ K2 H I T, =& 7
WE e 12 S NI I RS 7 o



CN 102153506 B WO B 5/44 T

[0080]  FEJTZAWIPIR ¢ b, WHREBE % (C) (W% AT LA IR T AERRAT A N AL, s Al
BRAE LT AFAE R AEFE BT M R B R A Ak, SO e 28 (RY S0 BRR AERR W 4— — AR IR &3k
MEE (DMAP) f77E R B4k LAFR AL N- BRI B % (Ta) o 75 Zo4k LA 78 20 SUAL AR 3k
b, HACEERIBRAE DMAP, T B2 FH AE 78 73 A A s R IRy 4 A0 51 o

[o081] A (Ia) FrRBIALEY, Hid X ALE ON, MR\ RPVRP VR F1 Y 40 LART T 52 X, A LA
WL 75 % B B BIEAA B0 T ik

[0082] & B

[0083]

=z
\

CN
—L—(CR®RY),—  »Y
( A\ X

1

—,—(CR2R3 _—
? L—(CR*Rn -O PhI(OAC),,
R! (A)

W —n

(0

,CN
b
o= —L-—(CRZW) Y
mCPBA, K,CO, f @

3 (Ta)
RuCl,, NalO,

[0084] FEAEBHIPEarh, H = LMUKIER IS/ FE0CHEAL th’“ﬁ% DAAS BB I i
(D) o ZS AT EAAEAR P E T3 51 40 CH,CL, AT

[0085]  7EJ7% B WIDIR b 1, B Wi (D) A mCPBA %Wﬁ A8t FH Gk B2 B ) A >k Hh R mCPBA
(RITR T o A FH G T R 7K PRI AR A B35 010 H65 s M B2 A A R TR FH KBl R s e 1 o
TEHE (D) ] A s iR Al sl 8 (sodium or potassium periodinate) /KEWBAEMEALT] =
SULET K B SR AL AL T AE TR A o X P AL T F 7 WL T ] DL AR ME R R i
FIUT CH,CLys =S kL ak &I

[oog6]  IEI (Ta) ATz N- B A REIE A o — 8%, B n = 1, 4RI N—- B ) S sk
WHE T REM (CRRY) FEFH ) R = H, v LLIE— B0 Qi /s ARk RE e BEZ R (potassium
hexamethyldisilamide) (KHMDS) [RIH&A7E T Hedtb stk (R LA EIE R (Ib) FroR ()
N- B MRV iz, Horp R REVRPV RS XS LA Y Jn ARG AT 2 X, HL 7 2 3E 24 B 2 3L 41,
W% CHPTR. RIEMERER B R =558 ) KRR E R = F) WUE L4
(R* = Cl) FIPYH &4 (R° = Br) .

[0087] & C

[0088]
x V,X
l ——
N o — KHMDS —¢ —(CR? Y
—g — (CHR? ——— O=5= \ .7
T R _QY RZ ) Q
Rl , R! R’
b}

(Ta)

[0089] I (Ic) FToR ISP REEE Y fe Ak &4, b RY S R L — 2 JE A AN ) 4-5- 8 6- JC
WHn =1, 0] LUl 7 % D R R vkl &, Horp XY AR B e X, Hom 22 041 8 2,

9



CN 102153506 B WO B 6/44 T

[0090] 5 Z&ED

[0091]
- e O o
B i L
5 NaN,, :,so. o,,So..N Qﬁ&% o’/s“-n—x °
o M 3} CICOMe, DMAP S Y
Yo # ]
c b ) S |
Y
Y
)m i a )m Z l / l
= IN N N ¢
ﬁ, gt

[0092]  FET7Z D KPR a (AL T 77 % A T I b) 1, H SR AN IR 4 (1B IR A7 A
LB 0- 3 IE (mesityl) RATEFRMAEAR M NI TV 70 b 7 Jie A YO R A4 0 T Bk T e
=S PR S B I B ) o

[0093]  FEFEDMI bR (H5HE AN c BB A, R &1 & 0] LA R
A, B SR AL, 2R 5 ] S EFAE [FIAL IR 45 10 T AL 2, B AP 255 0 AR R IS 7 4 DMAP (1%
AFAE AL, DR N- UM IR Y Jit o 75 B2 AR 78 7 B AR B540 , B DMAP /248
TG R TR I AR 78 73 AR A SR IR AT o

[0094]  7EJ7% D HIAPER ¢ o, N- BB IR MV i 1 o — T JL 7 mT LU 2% 05 T TR 22 ik
V)AL LN KEMDS B T JE8E (BuLi) HIBRATEAE B Beib Ak LIAS 2 B 7 (1) N- BACRai W fie . ik
(1) AL 2 IR A AL P s 4

[0095] W]k, WA (Ic) AP n LUEE e o - SEEA LI 3] o« — BT
A, AR 5 AR TR, B8 T8 3 A an A 5 %6 D Frd (1920 38 ¢ a F1 b N- BT 3
(143 S gk P I i 1 i) 2% o

[0096] 5 A HFIORECAATRALY (O PTLLUEE W7 % B FL Gy Hy TR J Fros AN 8] J5 1254
o

[0097]  fEEEH, B (A) Fiaaiimisey, b R R A Y Wblagpre S, n = 1, fI R
= H, ] A8 (B) om0 SA A0 b P o 8 I 1 B0 2 1 3 A A S R o1 4%

[0098] & E

[0099]
R2 : R2
. ——/ Y — \ 7Y
o A NaSR! Rl—§ N
o (E) (A

[0100]  ZE % F H, @ (A) BRI s, o R R ALY Wiblarfrse X, n = 3, fl R’

= H, /LA PR il <820 (F) s s 2- BRI T Z B8 R 5 4l T e 1)

BRATAE T OV, DAL 2, 2— ZHUARI TN IR IS, 7EAE 45 18 T 7K i LA G R, @ it in 4

AT R BN AT B — TR, AN — VU SRR B A ik i — o iR AP AL, FH AP R T
10



CN 102153506 B w R B

A CFRTABLIE S0 ) 7RItk ie R aA7 75 T AT BE R B 2 ek DAAS 21 FF e iR £, 3 A
e PRI I A £ e PP R PR £

7/44 T

[o101] 7% F

[0102]
P T
Cl N g%fx?cozm): MGO C R2 ' o
®

HO,C
HO C><_{X‘ H02C‘<’_07 BH, THF
B / TsO
TsCl, By NaSR!

R2

R ~S\_<Q Y

R? (A

[0103]  FEJ7Z G, B (A) Fronimisbsy, Sp R R ALY WbAar i e X, n = 2, fl R
= H, TuﬂauT%J% I8 ik FH S AN T A A et e 2L 1B A (G) Fros i i A
B3 a - BEFALI G, 7540 HCL (SRERAFAE F /KR o — BediAb I IE LIS B/, AR GE — DU AL

”ﬁ%@ﬂ/‘% J?WE&U%@EW ﬁﬁEﬁikﬁﬁmﬁﬂﬁﬁﬂﬂtt%ﬁ’]@ﬁﬁﬁ—ltﬁaﬁﬁ%@ﬁ%ﬁ@*uﬁ

[0104] jff7k
[0105]
. R? A
o O b
NC N }ﬁ NC N HCl
(&)
B R
\— p core— \ 4 Y
. H02C N BHa-TH'F HO N TsCl, Py
R2 R2
Y —— -
s N\ _NaSR! \ Y

(A

11
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[0106] {E7ZEHF, A (A) Froarimmibyy, o R S f L —#2 483K 4-.5- 8k 6- JuIR
(m=0-182), Hn Ko, ] LA LR 6& « O IR A BHAH Y BAR (1 5 FR B e » 7K 2
FEHEAERRARE (m= 0.1 84 2) 765 KBNS T IR0, WU T B fIA7AE
TNAED THE R AR BT 3R AL

[01071 H&EH

[0108]
H
l\ i i \ SJ\NH: s~bdma ]\ s M a
e ——ee
N EOH, 25°C | _ N2OH, #,0, 10°C v =
¥~ N
],, KOBu ‘

l N THF, HMPA, 25 °C

P .
Y N

A, H##$in=0.12
[o100] = (A) ProRimiibyy, o RY R? = CH,, Y WCARTAT & X, FR® = H, 7] LAAJ 1%
MBS TR T il e5 . R, A s g A — P2 - /R NGIE ARG QR
7 DMF 340 LATS 2IAH R 6 BUARIAE (nicotinonitrile) . FHYRALFIIEBLALTE, AN
SALHNE IR, A RS, I e e I 1 4t 6 28 2 B AR AL P R A 4 (A o
[o110] H&E1
[0111]

R2
N 2 ol 2N Yo
Y. o NN NHOA i MeMgBr g
R o 2N, P
}f\’ mg  pvr Y N THEEL,O ¥ N
100%C ' NaBH
4
l MeOH
R2 . R?
R!
Y s7 MeSN Y sod, O)\OH
> R . oS
Y EOH,RT. Y N CHClt Y™'N
Al

[o112] @ (A) FinrImiibdy, Horp R = RS L%, R AR Mo iR &L s
55, ALY W LLRT AT S T DB 7 1 AR (ndr & ) ik ) w4, o e i () it
e ) 5 RARAL A GE R EUR I o, B~ ARSI Michael IS4 0 Rl 8 1 4
fi, SHUR G R 5, - CERELAE L5 P ML LIAS 2 BT 75 B4R (A)

[0113] & ]

[0114]
OEt
Rl
2 - R3
0y S s’ 2 N, R RSR‘ /(I N R
rR“7H R (7 7 v NH,OAc s
Z | © -
R3 R3 B
S S N: 7 B CH,.CN Y 'N
o © | 100 °C Al

lo115]  JE (Id) FrosfOERRE AL &4, o n = 2, RVRITR® 24, L2 e, H X

12
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Y 4 BLHT B 3 W] PGB 7 28 K Bras it 75 il e o — A ISR — ZIRERAE IR A7 4E 1
AE 0°C AL LA BIAH NIRRT S HE o 122 52 B T LAAE QT CHLCL, B THE (R 1 A 135 b 264 T
SRR ] mCPBA 454k o A8 Qi IR B A R Hh A mCPBA (R o 16 ] U LA K E’JBFi
TR TR A I Y AR e A AR P PR PR AR A o N— B0 R I T P @ — 5 S
TRT AHIZ% 57 Ik T s AL A2 KEMDS s8¢ T 2581 (Buli) FOBA7AE B ek Ak LIS 21 BT 5 10
N- BRI A o DEE ) e AL 0 AT L iR AL ) S A s A e 4

[o116] 7&K
[0117]
/ Y
-~ [
PHOADy - mCPBA \4,8 W, N
~ — et 07 "N=—CN > 78T
s N K,CO, ¥ O N—X
N Ct =ZN 1d

[0118] fE A ZE L, @ () Froarmiiesy, Hod Y 2 mube 334, R tn ARG AT X, Al n
= 1, ] LA 6- BEEnt e a 6— MELatreE e S = RAk — 2 IR (DAST) RNV HIE . B
% P NBS itk 3— FFEFE, 4R )5 P Re S B i A 2h R4 T SR i B A5 31 BT 738 i BAL 40 o

[o119] 7L
[0120]
o~ N
__DAST _ . | Ph(COO),, NBS | Br
e T _
Toncy, N cal, R N
F F AN
Rl
, ~
NaSR! | oS S
EIOH R N7
F F
[0121]  SEiifs]

[0122]  SZjifs) 1. [(6— — @ A Jknfkme —3— 3% ) AL T (IR ) — 4 -\ "~ Wik B aU
(sul fanylidenecyanamide) (1) [{les

[0123]
~
! = O’/S\\
z T
E,C N CN
1
(A)
| X al NaSCH, i = s~ CHs
o o
R C N/ EtOH/H,0, 25°C FC N
(67%)
A

[0124]  |) 3— G ZE —6-( =4 FFEL) mikme (5. 1 57, 26 ZE ) 7E — LA (DMSO ;20 = T)
13
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RIS NN 867 i EE4l (sodium thiomethoxide) (1.8 3,26 Z£AE ) o WM& 2 I ZLH
TSN, HFEOZAL T o %S NARHE LN, SR S5 2248 I\ 53 40K A i 4 (0. 91 e,
13 228 ) o ZNARE ISR AR W A A K F, INANBOH K EE IR (conce. HCD) o A WH
LTk (Et,0) 3x 50 2Tt ) $2HL, -G IFANUZE, H#KIEGE, s iR EE (MgS0,) T4 Ik
4. M AE (Prep 500, 10% T/ Cbt ) 4lidk DL 21k s am iy (A) (3.6
$,67%) 'H NMR (300MHz, CDC1,) 8 8.6 (s, 1H),7.9(d, 1H),7.7(d, 1H), 3. 7 (s, 2H) , 2. 0 (s,
3H) ;GC-MS :3%f CHFNSIMI 207 & . KIA 207,

[0125]
(B)
X S_,CH3 H,NCN, PhI(OAG), . | N 5 _CH,
' CH.CL,, 0°C — N
F,C NZ L F,C N ~cN
(14%)
@) ®

[0126] 7RI OC RN ABALY) (A) (3.5 58, 17 =% ) FIEE (1. 4 =5, 34 &) 7/ & F
ft (CH,CLy) (30 ZFt) "R HIMAMEE — ik (11.0 35, 34 =Z/E ) . RNVBEH: 30 738D,
RIE I BOR A E = RIREYH R T (50 ZF) MR IFHKIEME. KZEH L ORE
(4X 50 ZJ+) $2H, &I R P L L BE)JZ B b f e otk 4 . F™ i FH O
WEH] (triturated) JFHEIRE (chromatotron,60% A / Ct ) 2tk LIS 3 an o R )
(R % (B) (0. 60 75,14% ) o IR (#fE ) 3008, 2924, 2143, 1693cm ' ;'H NMR (300MHz , CDC1,)
68.8(s,1H),8.0(d, 1H),7.8(d, 1H) ,4. 5(d, 1H) ,4. 3(d, 1H), 2. 9 (s, 3H) ;LC-MS(ESI) : Xf
CoHFN,S [MHH] "248. 04 5 i, BRI 248,

[0127]

©

1]

5 ~CH,  mCPBA, K,CO, s ¢~ CHs
/A

_ N EtOH/H,0, 0°C I _J O N—cn

F,C” N CN i FC” N

(B) ’ (n

[0128]  7F O°C A& % T (mCPBA ;80%, 1. 0 vi,4. 9 ==& ) £ 48 (EtOH) (10 ZF)
UM R ER B (K,COp) (1.4 3¢, 10 22 ) K (T ZTh) . Bz sdis: 20 408,
SRJG SRR (B) (0. 60 5T, 2. 4 22 ) {E L (20 = T1) FIEH . %R MNAE 0 CHE
FE 30 4380, ARG AE L /N TR AR 3R o AR FH AR PR S B KV VIR K RN, YR i VR 5 ) LA
b2 Ol PIRIREYH A R EAREL A FFRAa Uz E i iR B T8 Ik gs . K™ i
i (chromatotron,50% AEH / Skt ) 4ifk LAAF 3040k [ € [ 4 i RS EE T % (1) 0. 28
7,44% ). Mp = 135-137°C ;'H NMR (300MHz, CDC1,) & 8.8 (s, 1H),8. 1 (d, 1H), 7. 8(d, 1H),
4.7 (m, 2H) , 3. 2 (s, 3H) ;LC-MS (ELSD) % CoHoF,N,0S [M+H] 264, 04 114 JFi &, R IN A 263. 92,
[0120]  SEjfEf) 11. [1-(6— —FAASENkme —3- 96 ) £33 1 (L) - 4 -\ - Wihnkedk g
(2) Ef ﬁ[é

14
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[0130]
/
| Y 07
N
= |
FC N CN
(2)
1. KHMDS, HMPA, H,
SN ACHy THF, -78°C _CH,
l 7N — | \\ P
2 O N—CN 2, CH,l o O N—CN
F,C N F,C N
(59%)
4)) @

[0131]  7F —78°C [n] WA B W i (1) (50 & 5e, 0. 19 22 ) Fi /S LG ikl (HMPA 517 4%
F,0.10 =) 7EVY & Wemg (THF 52 Z£ 74 ) WP RS0 7S B & A e 8 (potassium
hexamethyldisilazane) (KIMDS ;75 FF 4517 0. 5M, 420 44, 0. 21 ZZJE) . EMABL P 4% (13
T, 0. 21 ZPE) J5, SIS AE -78°CHHHE 20 73 Bhe ZRMNAE L/ PRA R R,
A EA KSR (satd. aq. NH,C1) R I AP HEIEE. A LE Bl b BT,
w4, HAL™ St A3 (chromatotron, 70% AR / —SUHHE ) A4k LA1G A JEXT B 74 4
2 o LIRSV (2) (M, 31 Z£55,59% ) o 'H NMR (300MHz, CDC1,) & ( K54
At A 1K ) 8. 8 (s, 1H), 8. 1(d, 1H) , 7. 8(d, 1H) , 4. 6 (q, 1H) , 3. 0 (s, 3H) , 2. 0(d, 3H) ; (/b
AR X S #4148, 8(s, 1H),8.1(d, 1H) , 7. 8(d, 1H) , 4. 6 (q, 1H) , 3. 1 (s, 3H) , 2. 0(d, 3H) ;
LC-MS (ELSD) %} C,oH,,FN,0S [M+H] 278. 06 15 i f&, K I K 278. 05,

[0132]  SEjffs] T11. 2- (6~ — 3 FEAEAtkme —3— 36 ) —1- 48 — PUS{ —1H-1 M *~ WWWEmy —1- 3

[0133]
X =S\
] ) o7 ‘1}1
F,C N CN
3
(A)
| X
S
l D Cl EEHR I N S NH2 « HC1

ElOH, 25 °C
F.C N ! <
: (58%) F3C N

A)

[0134]  [miBaifix (1.2 33,16 ZJE) £ LFE (25 =) THBFBEMA 3- AFZH -6-( =
PR ) MERETECRE (10 ZF) PRI .. SIEEAAAER FHdE 2 K, KRR A EITE.
A UEVTIEAS B A B AR TS R EhER Eh (2.4 58,58% )« Mp = 186-188 ‘C. WHBE—&
a4k o 'H NMR (300MHz, CDC1.,) 8 8.9 (bs,4H) ,8. 4 (s, 1H),7.6(d, 1H),7. 3(d, 1H) , 4. 2 (s,
2H) ;LC-MS(ELSD) :X} CoHiF,N,S[M+H] 236. 05 + &L, KIHh 236.01,

[0135]

15
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®)

S/‘\/'\Cl

H
/ﬁ\ 1-30-3- A |

s~ “NH
2 NaOH, H,0, 10°C F,C

I S
Fsc N/ (96%)
) . ®)

[0136]  7E 10°C [ ikERERER (A) (1.8 72, 6.8 =& ) fE/K (12 =) PRIEEHBMA 10N &
AL (0.68 Z T, 6. 8 =), X FEACAUIIERITE . F BIFHAE 100°C n# 30 7385,
NGV HIEIE] 10°C. ARJE R 10N & AL AN (0. 68 Z T, 6. 8 28 ), B SLHI A
1= ¥R -3- &K (0.67 ZFt,6. 8 ) o TR THiHE RN I 4, 28 5 — S R4 HL.
G I RIA LR K IE BE, 0 B B B T8 1k 4 LA 208 e el ik B) (1. 7 v,
96% ) o VA B4k . 'H NMR (300MHz, CDC1,) 8 8.6 (s, 1H),7. 8(d, 1H) , 7. 6(d, 1H) ,
3.8(s,2H),3.6(t,2H),2.6(t,2H),2. 0 ( FLEWE, 2H) ,

[0137]
(&)
KOBu
X T - N Ng
| “THF, HMPA, 25 °C |
= =
F,C N (15%) F,C N
® ©

[0138]  [a] T BB (1.5 b, 13258 ) FEPUSIRRIR (12 271 ) A i A F- W0 Il HMPA (1. 7 2%
TF, 10 2288 ), B WAk B) (1.8 78,6, 7 2% ) fEPUSIRIE (3 Z=ZTF) IR . RV
EER TR, BB WS 3B 1% Biotage, 40% LK LMlE / O 4k LIS R K #s
I LI 5 (C) (230 257, 15% ) » 'H NMR (300MHz, CDC1,) 8 8. 7 (s, 1H) ,8. 0 (d, 1H),
7.6(d, 1H) ,4. 6 (dd, 1H) , 3. 2(m, 1H) , 3. 1 (m, 1H) , 2. 5 (m, 1H) , 2. 3 (m, [H), 2. 1-1. 9 (m, 2H) .
[0139]

(D)
H,NCN. Phi(QAc), |
A S - = ﬁ
| CH,Cl,, 0°C |
~ =~ N\
F,C N F,C N CN

(56%)

. © (D)

[o140]  7EO°C Btk (C) (230 =i, 0. 99 Z/E) F2zd)lF (83 = 5w, 2. 0 ZJE) /£ A Tt
G =T FRERE LR MR — 218 (iodobenzenediacetate) (350 2, 1. 1 Z£JE ) o
N AEFE 3 /N, AR R4 HAH P €63 (chromatotron, 50 % N / St ) 2tk LL1S 3
AR IIBEZ (D) (150 250, JEXT W F A R TR 54,56 % )« 'H NMR (300MHz, CDCL,)
58.8(s,1H),7.9(d, 1H),7.8(d, 1H) , 4. 8(dd, 1H) , 3. 5 (m, 2H) , 2. 9-2. 7 (m, 2H) , 2. 6 (m, 1H) ,
2.3(m, 1H) »

[0141]
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(E)

mCPBA, K,CO,

=t
Y

\ S
| AN
s N—CN

EtOH/H,0, 0°C /)
z o

~
—
N Msen (44%) F,C

F,C
D) ©))

[0142] £ 0°C[i) mCPBA (80%, 180 Z£ 71, 0. 82 2=/ ) 7E LW (3 ZTFF) P IS LN ATk B 4
(230 258, 1. T2 ) 7K (1. 5 =Tt ) Wl PR 20 438D, AR5 SZRUIABR I iz (D) (150
20,0.55 ZE) AELEE 2ZTF) PRI . RNAE OCHEE 45 2080, RGBS Sh
SERE R IRk 4 LA B A ELE A FEARAE =S R K (slurried) , i 38, JFik4a LIS
B4 T A RS TR % (3) (T2 Z£5%,44% ) o 'H NMR (300MHz, CDCL,) & (1.5 & 1 JEXTHE
SERRRITRS Y ) 8. 8 (s, 21) ,8. 0(d, 2H) , 7. 8 (d, 2H) , 4. 7 (g, 1H) , 4. 6 (q, L) , 4. 0-3. 4 (m, s,
4H) , 3. 0-2. 4 (m, 8H) ;LC-MS (ELSD) :%f C,,H,,F,N;0S [M+H] "290. 06 145 i & . &I Jy 289. 99,
[0143]  sjtfs) 1v. (I-{6-[ &0 (—40) A T atkme 3-3 )} Z3) (FH)-FH -A*-
et (O Bl

[0144]
~
S o 253
DEs"
CIF,C N CN
4
(A)
! CN
F F Ne"SNL NHOAc = ‘
O G DMF E F

[0145]  FEZW T, $ BB -1- & 4 28I -1, 1- —5H T -3- 4 —2- i (7.36 7,40 =&
FE) % T TFR (A0 =T ) F, IFH 3- ZHEEAENMIE (4.61 535,48 ZAE ) A,
B WEAE 100°CHN# 3.5 /NI o SRS TR 2 B 71 HL A AR VR ) P A AE DMF (20 2
) A, H O (4,62 58,60 28 ) AbH, HAEZEWE FHFEE A BACMA R NIREGD+,
HIE TR -G Y H £ -CH,CH, (1 © 2, v/v) $-EUM K. & IHRANEH KB, T4,
oI G, T AWIERERE AL LR 3. 1 vk 6-L & ( ) TR ] Mk
(nicotinonitrile) (A), "% 41%. GC-MS :X] C.H,CIF,N,[M] 188 {18 Fis, KINL A 188,
[0146]

17
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(B)
= CN = 1 o
a_ J | _MMEBL a ANy
L F N THF/ELO R
(A) (B)

[0147]  Kre-[ & (%) FEE ] MG (A) (3.0 3w, 15. 8 =B ) WAL oK LM (25 =& F)
i, JjF%E/JJUK/ﬁEP//%%Eﬂ LL_EE]L%SJJD)\ M VR FEEBEAE Ot (6.4 2T, 19 28 )
. IIANSERE G IRE WAL OCTHIRE 5 /NI, SR 5 78 308 T FiHE 10 /bite SV A IN
(R8T 5 R KV VLA O C%—é K, HIE SR G AR SE N HiFE 1 /. R e S0
(NaHCO,) 7KK pH R 2 pH 7. PIAHKE S &, HAKFHH SR CEREEI IR . &AL
J& I EKIE B, W /KB R AN T8, ik 98Ik . FIRIR SRR b (RAETE 1
15% WA B pERE ) 24k I3 2 4 i 0. 88 seRT TR HI=4 1-{6-[ & ( &) FF3E 1 ntt
Mg -3- 3} - 287 B), 5% 30% . GC-MS %} CH,CIF,NOM] 205 5 jfi . KA 205,
[0148]

©)
- NaBH
D — . AN ou
Cl \N McOH Ci \N
F F F F
(B) ©

[0149]  7E O°CIA] 1-{6-[ % ( —48 ) F2E ] nfkuE —3- 2k 1 — ZWi (B) (0. 85 7i,4. 14 28 )
FE T E (MeOH) (10 ZZT1 ) A I UM A BN AL 81 (NaBH,) (0. 16 70, 4. 14 ZJE ) o HiFti%
A 30 SR BPIF AN 2M B HCT /KW L2 pH I8 70 FEBRE R A R, HRIAR KRS
WA= ke (2X50 Z&71 ) -1 & IR LR B TR b iR T4, iLug, W4m, HAE R
A5 th 4R LAR B A 1 B9 0. 798 BoAE GC-MS _FApHTalifty 1-{6-[ 40 ( —48 ) A3k ] it
WE —3- 3k} - ZME (C), 773 93% . GC-MS :XF CoHCIF,NOIMI 207 VLT, KIL K 207,
[0150]

(D)
 a OH SOCY, = Cl
l Cl N ‘
ci <N CH,Cl,, rt N
F °F F F
© (D)

[0151]  fE=SIR T, 1) 1-{6-[ 5% ( 980 ) 3L ] AbweE -3- %} - 28 (0. 78 33, 3. 77 ZJE)
FEZ S A e (40 Z 1) PSR LA LS (0. 54 =T, 7. 54 ZFE) o 1 /M JE, HIBM

BRI SN K PG KRNI B AH . AT LRI I AR R B 5%, 10, R4, P AE LA
18
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W R DA R R 0. 83 skl 2-[ & (=) F3E 1-5-(1- ") mkmg (D) (F=F
H98% ), HEHEH T TR M. GCMS :%f CH.CLENIM] 225 & Fi . KILA 225,
[0152]

(E)
A MeSNa 7 s”
Cl \N ———e T Cl N/
EtOH, R.T. E F
(D) (E)

[0153]  fiiHkE FAE—&# 3 TAEO0C, [ 2-[ & (=) FHE]-5-(1-=LE) mtrg (D) (0. 81
b, 3.6 ZE) fELRE (10 Z71) TR M PEEEs (0.52 50,74 ZE ). 10 7748
i, IR GWIRAR ZWR I A . NG R TR BRI QB B R R f =l
(re—taken into) LMWk / A F LA EA Y. & WAH, HAVUEH A F LN —IR.
H A NZE KR BT, 198, W4, FHAE CRe I 5% LR SERAERES - 4lifk
DIAFEI0.348 7g 2-[ &l (—3) FE ]-5-[1-( Ffi%E) L& ] ewe (B), =% 40% . GC-MS :
X} CoHoCIF,NS[M] 237 TF&E i . RIL K 237,

[0154]
(F)
| NHCN o | il
< N THF, 00C N “CN
F F F F
(E) (3

[01856]  FE—&0hAE O°C, M FrEny 2-[ & ( =) FEE I-5-[1-( Fhidk ) &% ] nkre
(E) (0. 32 5¢,1. 35 2= ) FZE (0. 058 5, 1. 35 & ) 7E THF (7 = F ) P FIES I ATl
K LIRE (0.44 38,1, 35 =ZJE ), B RIFR G WA ZEE FHid: 1 /e, RGEEERT
B 2 /NI SRS AR SR BRYE ), BAR B RTR -G T &P bt F A 2
KB WL, (I KB BN T, 1 8, W4 T F A Cobe P i 50 %6 TR 7E A i 4k, BL1S 3
IR FEINE 0. 175 50 (1-{6-[ &0 ( Z980) B2k ] nbme —3-3& ) Z43) (3 ) - ' Wihk
WEEENE (F), 77 % 48%. 'H NMR (300MHz, CDC1,) §8.71(d, J = 1.8Hz,1H),7.91(dd, ] =
8.4,1.8Hz,1H)7.78(d, J = 8. 4Hz, 11) , 4. 42 (q, ] = 6. 9Hz, 1H), 2. 64 (s, 3H), 1. 92(d, ] =
6. 9Hz, 3H) ;LC-MS : %} C, H,,C1F,N,S[IM+1] 278 & i &k, RIN K 278,

[0156]
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(&)

/
~ = s
= S CPBA, K,CO 2
a. 1 0 " €% al ) Th— o
N NoeN EOH-H,0 g
F F ODC F 4
(F) @

[0157] %EO”CJ’WFT W HEFER (I-{6-0 & (%) PRI mme -3-3 ) &%) (F
) - M- W EEEENE (F) (0. 16 75,0. 6 2= ) fELEE (10 ZF1) HRIH BN 20 % B
Ez“z%ﬁbk“mﬁ (1. 24 50, 1. 8 £ ) o HiikE 10 73805, VRS M 80% [#) mCPBA (0. 19 g,
290.9 =Z/E) , K ZIBEWAE 0CHRE 2 /NN, SR i N FH ] A4 4 bt R A 1) Hs 75 ABORE 2K o
TEPE BB ST S I, N BRIRR BR & — #hK (1 1, v/v) KV, IF HH
A FRBUREY =k, S IFRANLZ B AR RN TS, T sk Y. BRI EC
B 1) 35-50 % N B AE AP RILERE I b 2lith, IS B JE il 0. 092 sa /=4 (1-{6-[ &
T - R T knE -3- 5 ) L) () oA WK ENE ), T ER 5T %,
'"H NMR (300MHz, CDC1,) 6 8.79 (s, 1H),8.09(d, J = 8.1Hz,1H),7.80(d, J = 8. 1Hz, 1H),
4.73(q, J = 7.2Hz,1H),3. 16 F1 3. 11 (2s, 3H, 75 W RETE TV ORI IE 22 50 2 1] B0 7 fr = % i
SR o —CH, ZEFIRIVESY ), 2.00(d, J = 7. 2Hz, 3H) ;LC-MS : %} C,H,,C1F,N,08 [M—1] 292
R, RILK 292,
[0158]  SZjfafs] V. [1-(6— =& ALtk —3- 56 ) LI T (L) - 48 - ) *~ Winki i aUE

(5) Kyihl#&
[0159]
o
ks
2 N
ClL,C N CN
)
(A)
@ PhP(—-O)Clz + ~
HOL Sy PCI ccx lEliﬁ e ;N/
o FEl#,12h 5

(A)

[0160]  $iF: 5— LFEMERE —2- FRIR (1. 98 3d, 13 =B ), AREEBEME — & (2.8 35,14.3 %
FE), HAEALBE (7.7 520,32 ) MIREWIFSIZ . — BB S5 M G, v
AU RFIRIR . A EG, ERE FBRIER Y . BRI/ AN AEIK A 74 H1
AR FRENK B« AR5 & PR BUKAEPI IR . & A ALE H #h7KIE ¥E, @ik TeK
B R4 T4, 1 i, WA, I FHAE A 9 10 % EtOAc PR ZERERS 34> 4lidk, U453 2. 7 58
T 5 LFE -2 ( ZEFE) MEsEf 5-(1- 5 - &%) 2-( =& FE) mtme (K43 11
FIELE ) BIRH 4 (GC EHs , % CeHgCLN 1 CH,CINIM] ™ ( 7350k 223 A1 257) vHEL iR . K
P4y 223 F 257) .

[o161] DL B8 R4 (2.6 50 ) fEVU SR (100 =) THIRNES VIR )G FH 80 % 1

20
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N- SARHEII MW i (1.9 o, 11 228 ) M4 L (0. 66 35, 0. 275 22 ) AP, SR 5 [A]
IS o T ik [ A, WA DRV, LTS B R R A6 CbEh Y 4% EtOAc £EREE E4liftl, LA
R AR AR 1.0 FUFT R4 5- (1- IREEE ) —2- ( =& L) kg (A) . A5
(7= %R 25% o GCMS :XF CHBrC1,N[M-1-C1]"266 i & Fi . KN 266.

[0162]

(B)
Br
MeSNa - -
. - - S
,(j)\ BIOH, Y s
>/ -
CLC” "N CLC” N

(A) ‘ (B)

[0163]  FH MR EZ4N (0. 44 52,6, 29 =) fi4rHh (portionwise) 7E 0°CALEE 5-(1- ¥R &
B -2- (=& FE) mkre (A) (0.95 50,3, 14 =/%E ) fELEE (15 =) PHEHT. EFERT
R G ﬂ%i NGRS TSN OB, T RPN (re-taken into) & F
FerEh Ko 43 B PAE HAVLZE 0 S oK B 88, 108, Wi . FRy AR
5% ] EtOAc fEREIR E2idk, LIS 3 0. 57 sailisral 5-[1-( it ) L3k J-2-( =& %)
itE B) , FH7 % 67% . GC-MS X CH, C1,NS[M] 269 14 F &, KN 269,

[0164]

©
PhI(OAC),, P
XN s NH,CN >
I 2 | '
P B e P N‘
c,c” N THF,0C  ¢L,C” N CN
(B) ©

[0165]  7E—&BorH MR 5-[1-C FRRIE ) 43 1-2-( =& FE) kg B) (0.55 7,
2. 3 ZE) FIEE (0.097 35,2, 3 ZJEE ) fEAEI R 0°CHIPUEMSg (7T =) FREE A
WK = AR ER (0.75 70,2, 3 288 ) o TEMANREGWIAE OCHIFE 1 /], SR G AE S T Bt
2 /NI AEEL TR BRI, T AR A WAE FHAE TR 1) 50 % I8 W A Ak i b 2diqk,, LAAS )
HIKAE (off—whlte) [ A [ 0. 254 75 (1E)- FRJE {1-[6-( =5 &) mre -3-3£ 1 &
- N R ENE (0,77 40% .. BRI A ATR A 'HNVR (300MHz , dg— IR )
§8.87 (s, 1H) , 8. 21-8. 25 (m, 2H) , 4. 65—4. 76 (m, 1H) , 2. 86—2. 66 (m, 3H) , 1. 88—1. 92 (m, 3H) .
[0166]
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(D)
mCPBA, K,CO;
NZ N, EtOH-H,0 1 N O N—CN
CL,C CN 06C Cl,C
(C) (5)

[0167]  7£0°C, [ PiFEM (1E) - FAZE {1-[6-( =5 ) Mk -3-3& 1 £3% - N = Whike
F2E () (0.20 3g,0. 65 =/E ) fELEE (16 =) PRIEBMA 20 % Bx FRH/KEW (1.3
2T ) RGN 80% ] mCPBA. Fﬁfﬁ“ RS YIAE O°CHUFE 2 /NI, 2R Ja FH [ AR A 2 M
WK RRRITBATER, FEIMAN 1 o 1 FKBEABRREE - K (v/v), B =& P L
BURGY =k GIFRANZEEE %7J< DR T8, IR dn . B RWAEHAE Rt i
40 % N WA e S b 2iqk, LIS 21 0. 10 v A eyl i [1-(6- =S PAEmEnE -3- 58 ) &3 ]
(FHE) -4 - M- WHikEEAE 6), IF 50% . 'H NMR (300MHz, CDC1,) & 8.83 (s, 1H),
8. 12-8. 23 (m, 1H) , 5. 15 (q, 1H) , 3. 37 FI 3. 28 (2s, 3H, 75 W ek V. fi&e I nHLE 22 8 22 1) Fg 799
ERT W A ) o —CH, ZEHT VRS ) 5 2. 03(d, 3H) sLC-MS :Xf C)oH,,C1,N,0S[M+1] 328 i &
JiE, KA 328,
[0168]  SZjfifs VI. [2-(6— — F A AEntkme —3-Jk ) £ F T (I ) — 4 — N *~ Wik L 25

(OREIES
[0169]
O\\ //N——CN
x S
I =
EC” N
(6)
A)
PRI(QAG),, ~CN
NH,CN i\
/S\ -~ S

THF, 0°C
GY)

[0170]  7E 0°C, SB[ — i (10.0 ¢, 161 228 ) T lF (6.7 wi, 161 =& ) TEIYE MK
IR (500 ZF) "I EINAME — LR Eh (51.8 3, 161 2 ) . 7E 0°CHiH: 30 208, s
ik RN SRR WG RN IFE IS RERCZE (plug) 4tk B 5EH 100% Ckt, 285 H
100 % P, 1330 4 O B AL (A) 13.4 55 (82% ). ' NMR (300MHz, CDC1,) & 2. 8 (s,
6H) ;GC-MS :X] C,HN,SIM]", 102 #HE &, RIA 102,

[0171]
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B)
CN CPBA, K,CO 0O, N—CN
S EtOH-H,0 N
ooC
@ ®)

[0172] £ 0°C, [7] mCPBA (80%, 25. 3 ¥, 147 ZJ&E ) fE L (450 =T+ ) H AU N TR IR
BR(40. 6 55,294 ZZFE ) /K (340 ZF) W 20 48hE, STRVINAAE 8 (150 ZF+) T
B (10. 0 52, 98 ZZ/E ) o BIFRAE 0°CHEFE 90 7381, ARG IR A IR PR G IR B BT,
RIGH AT EE (3x) $2EH. A IFIANLUZ I MRTR BRI/ (3x) J5 3k, 10 il At FR A
T IRk 4 AT 2 4 5 A AR i WS IR P % (B) 1. 310 3% (10% ) » 'H NMR (300MHz, CDC1,)
8 3.4 (s,6H) ;6C-MS %f C,HN,0SM]", 118 & fid. RILA 118,

[0173]
(&)
N—CN

S,

0. N—CN I. nBuLi, THF, -78 °C | s S\

\// -

S ~
N 2. /\/l/\a E,C N
/ﬂ\ = (6)

F,C N

[0174]  #F —78°C [A] WRSEE W i (100 2 7%, 0. 85 Z£ 8 ) fEVUERNE (2 ZTF) HhIK IR
B nBuLi (2. 5M, 340 547, 0. 85 22/ ) o MEESIHEFE 20 43 Bh, ARE A 5- CRUFEE ) -2- =
P IEMERE (170 238, 0. 85 2 /E ) o FAE —78°C T HHEE IR 2 /NI, SR 5 FH AN AL B /K s
WK, ] R P e A FF 00 WA U o i R A T4, Wk 4 I FH PRl =2 4T (40%
Et0Ac/80 % Tt ) itk LLA3 2 2 i (A [ A 1 [2-(6— = J R JEmbne —3-2&) & J(H
B - - M- g - & (6) 14.5 %55 (6% ) ;mp = 83-87°C . 'H NMR (300MHz, CDC1,)
68.69(d, 1H),7.85(dd, 1H),7. 74 (d, 1H) , 3. 58-3. 79 (m, 2H) , 3. 38-3. 46 (m, 2H) , 3. 30 (s,
3H) ;LC-MS (ELSD) : X} C,oH,,FsNOS[M+H]", 278 14 i i . RINA 278,

[0175]  SZjfifs] VIT. [(6— — g FEJEntkie —3- 3L ) ZFL T (3L ) -5 - )~ Wik aE
(7) E}[EI %

[0176]
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/
l = o"S\\N
=~ |
FHC” N A
N
(A) B
T
Sy 1. \PrMgCl, THF, -15°C ‘ S
| 2.DMF O AP
~ N
(A)

[0177]  7E -15°C, o] 2— Bt —5— JRALAE (18.4 w0, 65 ZEAE ) 7EPYEMAE (100 ZF) I
T L — 5 3 R0 IS S TR BEEE (M, 35 =2 TF, 70 =) , AU M IR E AL 0°C . 2
NAE —15°CHidE 1 /NF, 2R 5 BL— 2 B 330 0 DMF (7. 5 227, 97 =218 ) , USSR M TR A
I 0°Co PiFE A 30 4380, ARG TE 7 — /NI IR =W B R NVAEIRIE] 0°C, R N
2N £h 1R (80 ZT ) RFHEAE 20°C AR o B 30 438G, N 2N AR AL B 2 A F
pH 7. KRG BEANZEHH T ) 1BUKZE . &IHMANZ B RET5, 46
HH lﬂ%ﬁi):‘a‘ﬁ ( = %ALRE, 10% BtOAc/ Tt ) 4iifk, LLS B A (ali ik 5 Rakme -2 g
(A) (7.3 2,60 % ). 'H NMR(300MHz, CDC1,) & 10. 0 (s, 1H),8.9(s, 1H),8.0(d, 1H) , 7. 8 (d,

1H) .
[0178]
B)
Br

I B DAST 1 =

o Z

Ox Nz CH,C1,, 0°C EHC” N

(A) (B)

[0179]  {E -78°C, [V AN 5— IRMLIE —2- I (A) (7.0 ¢, 38 2 ) fE S Pkt (300 2
T PHER I =4 = 4 F3EM (diethylaminosul fur trifluoride) (DAST, 10. 8 Z&
T+, 83 ZEJE ) o AERVAE 6 /NN IRAER EIR, IR S FHOK GRS K, R 25 7K ik R M
TR, JEE AR BN T IR JF AR ( R TR ) alifk, 15 3 e G R AR
5— ¥R —2— g A ALNLRE B) (5.3g,67% ) . 'H NMR (300MHz, CDC1,) 6 8.8(s, 1H),8.0(d, 1H),
7.6(d, 1H),6.6 (t, 1H) .

[0180]
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(&)
o 1L PrMgCl, THF, 25°C N | =" o
L~ 2. DMF F,HC N

FHCT TN

(B) ©
[0181]  7E 25°C, ] 5- ¥R —2— U FZEmtmE (B) (1.8 3, 8. 6 2/ ) 7EVYEAIRME (40 Z=T)
HRIRI R NS R 2R (ML 8. 6 =T, 17 =) o Hidk Y 2 /NI, SR N\ DVF (660
T, 8. 6 ZZPE ), HEPEHE R 22 /NNt F2M ShEe X K N, 35 IM A B AL AL B & 0
FlpH 7. HEANEIFH S FRIBIUKE .. GHMAEYUE SRR T8, w4 m il
PRI JEHT (10% EtOAc/ Tt ) Aifb LAF3 21l ity 6— — 5 P 2EnERE -3— I (O) (320
=50,24% ) .

[0182]
D)
| X X0 NeBH, | H\ou
F,HC N MeOH, 0°C FHC N
©<)- (D)

[0183]  7EO°C, [n] 6— 3 FAENMLRE —3— I (C) (500 =5, 3. 2 28 ) {EFEE (10 ZJ1)
WSO NI AL (60 2250, 1. 6 2288 ) o $idE Y 30 380, ARG IMAN 2M KRR H &
R pH 20 HZ&FHE 3x) $EMUIFEER, HAIFHANZE bR T8Ik 4 LAAg
BRI (6- — @ FEE - bee -3- 2k ) FEE (D) (420 =, 82% ), HoAuE— P aifb it
T T3, 'H NMR(300MHz, CDC1,) § 8.6 (s, 1H),7.9(d, 1H),7.6(d, 1H) ,6. 6 (t, LH),
4.8(s,2H) ,

[0184]

E)

OH 50,Q l L

o

X
~ CH,CL,25C FE.HC
N 2

FHC

>
=

N

(D) (E)

[0185]  FE=YE T I (6— AL —mikig —3- &) FfEE (D) (450 =58, 2. 8 /%) fE AT
f (10 ZFF) PRI SOCL, (230 F T, 3. 1 2218 ) o bk RV 1 /N, 4R 5 P Fn
B SN K TR B e K B & e (3x) $RBUKAH, HAFFRIE HLE 8 ol Bl 15
Hgg AR H S FE (3x) FEHUT 2 VIR, & JF I A A 3 ok it B B 88 0 e 4 LA
BN AAFE I 5 R P —2- R FAEIERE (B) (490 Z£5¢,98% ) , Ho AN — P aifb i
T R4, 'H NMR(300MHz, CDC1,) 8 8.7 (s, 1H),7.9(d, 1H),7.6(d, 1H) ,6. 6 (t, 1H),
4.6 (s, 2H) ,
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[0186]
(F)
. o s g
X Cl MeSNa l
| - =
= EtOH, 25°C F,HC N
F,HC N
®) (F)

[0187]  FEZ¥E N 1] GRE AN (240 22755, 3. 3 ZZJE ) fE LW (10 ZTF) PRI 5- 5
FRJE —2- o FFAENEmE (B) (490 =00, 2. 8 £ ) fELHE (3 =Tt) . Ptk MY 9
NI ARG AR RN TN Sk I I KIE B o 18 I i BRI A AUAH IR 48 LIS 2 8 R 62
M) 2- R -5 FmE A ke (F) (422 =%, 81% ) A DAkt T
—Z 1%, 'H NMR (300MHz, CDC1,) 6 8.6 (s, 1H),7.8(d, 1H),7.6(d, 1H),6.6(t,1H),3.7 (s,
2H) , 2. 0 (s, 3H) .

[0188]
(@)
I. H,NCN, Phi(OAc), -
| ™ s CH,Cl,, 0°C . ' = OéséN
-
FHC NZ 2 2:3;:!:;7‘;?2 FHCT TN N
@

3]
[o189]  FEUNSEJs] 1-B Al I-C Prak A~ B rp, | 2- 0 2k —5— ik A 2k — ik
e (F) Ak [(6- —HUFAZEmLNE —3- 95 ) 3L 1 (A6 ) -4 - A - Whikedtalis (. 78
B g (P73 51% ). 'H NMR(300MHz, CDC1,) 8 8.7 (s, 1H),8.0(d, 1H),7.8(d, 1H) ,
6.7 (t, 1H),4. 7(dd, 2H) , 3. 2 (s, 3H) ;LC-MS (ELSD) : %f CoH, F,N;0S [M+H]", 246 i} & it &, &
A 246,
[0190]  SEjtifs] VITT. [1-(6— —H ALty —3- 9% ) £ 1 () -5 - A *~ WhikiIha
g (8) Hythil#
[0191]

/

N 254

| 0" *N

= |

F,HC N CN

@)
(A)
. KHMDS, HMPA, ~
B ,/s/ " THE, 78 oC S g
l — o \‘}N > I o ° ]?
FHCT N &y zomu FHC™ TNT CN
)] ®
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[0192] Eﬁuiﬁ@%ﬂﬁ?i&%ﬁﬁ BB, L6 ) PRk re -3- %5 ) B3]
QR DRI RS X T <7> A [1-6- 5 P 3knbng 3-%) 23 1(H
B - - A‘*—JE;.J*%%E (8) o AFE I (73 74% ) M1 ¢ 1 4EXTHE i 44
[FIVRAY) . 'H NMR (300MHz, CDC1,) & (PFF=EXT L S AR 7R A4 ) 8. 7 (s, 2H) , 8. 0(d, 2H) ,
7.8(d, 2H),6. 7 (t,2H) ,4. 6 (q, 2H) , 3. 1 (s, 3H) , 3. 0 (s, 3H) , 2. 0(d, 6H) ;LC-MS(ELSD) : %}
CioH PN, 0S[M+H] 7, 260 THE T E . RILA 260,

[0193]  SEjfEfs) IX. [1-(6- H @ LA —3- ) ZF 1 (A3 ) — 4 -\ *— ke R aUiE

(9) (11315
[0194]
%)
(A)
/?:/‘
-
N
F F L. 8o a - NN
O iy
F O . F N
2.P¢}LJDX\C,I)LIF F F

(A)
[0195] A 1-((B)-3- FmiEL T —1- 438 ) brsde (0.85 73,5 28 ) 7F 2 =T lF (dry
ether) FI7E -15°CHE b MBI A, A ERTE /K SWE (5 =71 ) i (B)-1- L% % -4, 4,
5,5,5- LI —1-H —3— Bl (1.09 33,5 2/ ) , H R PNVHFEE 20 7380, 285, FHRFE T 21 %00
H RN HEEE 3 /M o FEIRE T B BRI B R T 6K DMF (5 271 ) e A SR
(0. 583, 7. 5= /E ) , HAEZ W T RS WA R  InAK B BEERUR G P 31K & F
(KA HLZE H Bk G U, T8 oK A B 458, 198, W4, JFHAE e 9 8% 1 EtOAc (v/
v) MRS Eaifk, LIS 3 0. 16 sear R T fa (1) 6- (1- AfidE 208 ) -2- il
FEMEE (A) (P 12% ) o GC-MS Xf CH, FN,SIM] 271 tHEBiE . KRILK 271,
[0196]

B)

Phi(OAc),, NH,CN F
—— F
7R THF, 0 °C F F

(A) (B)
[0197] Ak 5- (1- AR I 458 ) —2- FLgm S BEnkng (A) (0. 16 72,0. 6 & ) FIE G
27
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(0. 025 52, 0. 6 Z£ 28 ) TEAHI R 0°CHI VYA (3 =F) R 73 H (in one portion)
IIAWCR — 2R £ (0.19 38,0.6 /8 ), HFIRA WAL O°CHiR: 2 /b, ARG EEIR T
WA ERA PR R TR AG VAR T K - MRk Es 0 @ D 1, REH
CH,C1,~EtOAc (1 & 1,v/v) $#2HUMIR. & IFMANUZ RIS RERST1E, uk, Wk4s, JF T8
1330 0. 16 sear B E R (1-{6-[ I 4EE ] mkmg -3- 35} £3%) (FFEE) - A = Whikids
N5 B), "% 85% . LC-MS :Xf C, H, F.N,SIMI'311. 28 14 mid. KA [M-1]1"309. 84.
[0198]

©
E S s~ mCPBA, K2CO3
F l J X .
Frerseg N CN  Eon-H20
(B) (9

[0199] [ 80% 3- SUL IR (0. 17 30, 29 0. 8 £/ ) LA 2 0CILEE (3 %
) FEIEBEMA 20 % KRR (1.0 =7, 1. 5 Z /&, HF S REGWAE 0CHiH: 20 4
B SRIGSCEDIIN (1-{6-0 AR LEE T ke -3- 3%} £48) (FEE ) -~ Uik iz E
(B), HIREWAE O°CHIFE 1 /Nt o FH AR AR BB I /D e T RO R SN o 28 R KT 73
FF I EKEE, HH R PR BUREY =K. & MAVLE B o a5, ik
FHR4E, BRI R PR ) 10% A E (v/v) BRI E24EALLIA3 3 0. 089 ba FH ([
i [1-(6- FLgm & FEnkme —3- 55 ) £ 1 (3 ) -4 - A - Wik &g 9), 7% 54%.
LCMS X CyoH, FN,0S [M]°327. 28 i+ &5 &, KB K [M-1]7325. 83,

[0200] 52 JE @ X.2-[(6— = g FF A mk wg -3- L) O 1-1- 4 U] K
(oxidotetrahydro) —1H-1 M *= WWIEWMy —1- FEZUEE (10) BHI%

[0201]
Q. N—CN
SN S
P
F,C~ "N
(10)
(A)
i. H,NCN, PhI{OAc),
D THF, 0°C t 5
- S
EtQH/H,0, 0°C
A)

[0202] 3 i Sk il ) VI-A M VI-B BT ik ) B 20 RR R, B PO & WE il & - DY
S -IH-1 A= mEmy —1- FEEUE (M) (77%69% ). 'H NMR(300MHz, CDC1,) & 3.5 (m, 2H) ,
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3. 3(m, 2H) , 2. 3-2. 5 (m, 4H) ;GC-MS :XF CHN,0S [M+H] ", 144 +H &L T 8. KN 144,
[0203]

B)
Q\\ SNCN

{ 5 1. LDA, THF, -78 °C m

S,

20N =
0~ “N—CN 2. i XYl E,C N

P
(A) F,C™ 'N (10

[0204]  7F -78°C, [q] 1- AU —1H-1 A *— WWMEMy —1—- FE&UE (A) (200 2&7%, 1. 4 22/ ) 1F
PUS RN (10 Z Tt ) SN N LDA 76 VY SWeis 3 v (1. 8M, 850 7, 1.5 28 ) .
e N 45 43080, ARG RN 5— |3 —2— = HU A ENERE (300 2, 1.5 =E ) . {E-T8C
PEFEVE I 1 /NS, SRIGAE 7 40 2 /ANBT WIEARE 0°C . 2R )G BRI 7K ¥ &AL B KOO —
AR BEIRE. & FH A N B0 B T 458, vk 4 FF 8 ik Pl 25 B 44k DLPS 21 5 etk
2-[(6— = F FZEMLmE -3- 2% ) A3 1-1- P04 —1H-1 M *~ WIEmy —1-FL % (10) (41 =53,
9% ). IR(7ENE ) 2946,2194, 1339cm ' ;'H NMR (300MHz, CDC1,) & ( PAPENT B SH R AR R VR4
¥)8.6(s,2H) ,7.8(m, 2H) , 7. 7(d, 1H) , 7. 6 (d, 1H) , 3. 4-3. 8 (m, 7TH) , 3. 3 (m, 1H) , 3. 0-3. 2 (m,
2H) , 1. 9-2. 6 (m, 8H) ;LC-MS (ELSD) : %} C,.H,,F,N,0S[M+H] ", 304 {1 & JFi . KK 304,
[0205]  Sjtifs) X1. 2= — G B -5 (1—{ A3 (4R [ (AR WHHFIE 1- A - Bkt |
LFE) ke (D) fHl %

[0206]
P
l o 0{«50
2 1
F,C N NO,
(11)
(A)
)\A\fLS/ _— W
l . |
R e N/ CHCl,, 0°C £ N/ o

(A
[0207]  7E 1.5 /N NTEOC R, ) 5-(1- gk 438 ) —2- = A ZEnkRE (2.0 52,9 Z/%)
=S PR (20 ZT1) PRI mCPBA (2. 1 75,10 ZZ8 ) 7 =Skt (25 ZTF) P
W PR 2 /N, SR e Hok g R iE T Pl 24 (10% EE / S bt ) 4ifb b
R EMRA L) 2 0 1 HEX IR A ARRIR SR 5- (- W MBEOHE ) -2- =/
FAEEREEE (A) (710 Z£72,33% ) o 'H NMR(300MHz, CDCL,) & ( KB4 dEXTHL T4k ) 8. 7 (s,
1H),7.8(d, 1H),7.7(d, 1H) ,4. 0(q, 1H), 2. 4(s,3H), 1. 75(d, 3H) ; ( /> & £ *f B F ¥
A )8.6(s,1H),7.9(d, 1H),7.7(d, 1H), 3. 8(q, 1H), 2. 3(s,3H), 1. 8(d, 3H) ;LC-MS (ELSD) :
Xf CoHy, FaNOS [M+H] ", 238 tHEL L& . RIL A 238,
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[0208]

(B)

- NaN;, H,S0,

=
\

R =
l = O CHClL, 0=C = O NH
N N

FC F,C

(A) (B)

[0209]  7E 0°C, [1] 5—(1— IR MBI 428 ) —2— =R ZEMLRE (A) (600 Z 5, 2.5 ZJE)
EZAFH G =) PRBBEIMASES (260 Z570,4.0 ZA) KR (1 2T ). EH
[N AR 55°C H AWM R TARIE R, SRR HAEN P R SR o R RN ST e
HFRIHK (syrup) ¥ Tk, HBREREN AL, JFH Z R PReie . &I MAaVUZE iR
B, Wi, T PO B AT AL AR BB ORI 2y 1 1 FEXT R AR KRS
B 5-[1-( AIEMER R ) 4% 1-2- = F FEmrE G-[1-(methylsul fonimidoyl)ethy
1]-2-trifluoromethylpyridine) (B) (130 Z7%,20% ). 'H NMR (300MHz, CDC1,) & ( X}k
SRR ) 8. 8(d, 2H) , 8. 0(dd, 2H) , 7. 8 (d, 2H) , 4. 4 (m, 2H) , 2. 9 (s, 3H) , 2. 85 (s, 3H) ,
1. 8 (m, 6H) ;LC-MS (ELSD) :%f CH,,F-N,OSIM]", 252 tFHFi&E. KB K 252,

[0210]
N & 1HNO, CH,CL, 0°C S s(
l N | J N—o
P o NH 2. Aczo. stoaﬂ 40°C 0 N 2 ‘

©)
Fe” N F,c” N

(B) (1L)

[0211]  7EO°C, 7] 5-[1- ( FAEEMAEEW & F: ) L3 1-2- =R A FALrE B) (100 &7,0. 4 =&
JBE) fE SRR (2 =T ) RS INGEIR (16 5400F, 0. 4 28 ) o [ TE RBTF A I
LB (750 Wt ) FIRGRER (5 5Tt ) » BB REWINIAE 40°C. BIFRZENLE 15 2B ET
) N 2135050 o AR I 45 B ) ELR AL TR AR s T 7K b o ION A ik B . 2 15 31 pH. 8, FH
TR RARBUKA . A IFRAEVLUE B AR RN T RGeS R E A A DA B R B
EWPRAIN 1 0 1 AER e ARSI 2- =M -5- - { B3 (5 [H (548
TERERE J- N - Biedt ) 28 mEmE (11) (22 23, 19% ) . 'H NMR (300MHz, CDC1,) & ( FEXT
W AR AR TR -S4 ) 8. 8 (d, 2H) , 8. 1 (m, 2H) , 7. 8 (m, 2H) , 5. 1 (g, 1H) , 5. 0 (g, 1H) , 3. 3 (s, 3H) ,
3.25(s,3H),2.0(m,6H) ; LC-MS(ELSD) : % CH, FiN,0,S[M+H] ", 298 i+ JF & . RIN K 298,

[0212]  SEjff XTT. [6=(1, 1= LIk ) Mg 3-8 ) L6 1 (RS ) - 4 — M 4- Whiike
REUE (12) Wikl

[0213]
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—CN
o
S
l | o
/
N
F
E (12)
(A)
R SN
| DAST. CH,C, |
N - N
5 r.t. F F
(A)

[0214] FE = F 5 & -2- 2 WEmt e (9.9 58,73.3 % B ) 76 o T 0 T &
M & Akt 150 ZFF) PRIW WM — Z & FE B = R AW (diethylamino
sulfolnyltrifluoride) (DAST) (25. 8 71,260 =ZfE ), HIRGWALE SR FHFEER . AT
Z I DAST (12 b5, 74 28 ), HAREEF OV 2 K, SR JE N S5 41 DAST (3. 8 78, 23 22 /#8 ) , H.
el [N 3 Ko EH MR IREBNTE 0°C LIS R KT, 0 B A HUAH , B L BN T8, 1L J€,
HH 4 TP HAE CBEH 1 8% 1) EtOAc P AERE IS L 4iidk, DIAF 2035 v o 3k 3. 91
5 2-(1, 1= 9 &k ) -5 A ZEMERE (A), 773 34% . GC-MS :%f CHoF,NIM] 167 T i &,
RILHK 157,

[0215]
(B)
== =
| Ph(COO),, NBS i Br NaSMe ™ s~
i ccl N” > L -
¥ F s FL , EtOH - N
F
(A} (B)

[0216]  #f 2-(1,1- 9 &% ) -5 FIENERE (A) (2.0 ¢, 12. 7 2 )  N- JRBE I B W iz
(2.2 35, 12. 7 2 ) Ak SE ALK FEE (0. 15 3¢, 0. 63 2B ) FEV G tbir (100 Z7F) i
REWRIE A . kS e R R ST, Wi 8. FIRVIFE T Ol (40 Z27+) HAE=
N MR (133 5C, 19 228 ) FEERE 3 /NN TEBUE N R BRI, FAR KRS
BT A TRRK. B)E, AU RSB TE, e Irkgs . M 2- (1, 1- ZH &
) -5 MR PEALEE (B) 7F GC/MS 2Ry 94% 4l oA B4tk B8 T B v
GC-MS :X%F Col,,F,NS[M]17203 tHE & . KA 203,

[0217]

31



CN 102153506 B WO B 28/44 TT

(®)

| NS PhI(OAc),, NH,CN l
= -
F N THF, 0°C
(B) (C)

[0218]  [IHEHERT 2- (1, 1- IR L% ) -5 FRIE FIELNE (B) (1. 22 71, 6. 0 Z&8E ) R
(0. 25 5, 6. 0 ZE /) {EVAEIA 0°CHIPYEIRAE (7 2T ) T AV HEH 7 I AR — 2R #h
(1.93 55,6. 0 =/ ) , AR FINRAMAE 0CHidt: 1 /NI, ARIGESIRT 2 /. ERA
BBV ELAS BB A F 7L TP i 60 % [OPRAR (v/v) FERERS LAUALLIFSE) 1. 22 5o
[EENEMEETN (ﬁﬁﬁzﬁ?ﬁﬁﬁﬁiﬁfa%%’émlﬁs ) [6-(1,1- "SR ZEEMENE —3— 25 ) FIZE ]
() - A= Wik R (O (773 84% )« LCMS X CyoHy, FN,S [M] 243, 28 15 i
RIL N M+1]7244. 11,

[0219]
(D)
—CN ZN—CN
3 '?N = SK.
I T NalQ, l I\ 0O
— RuCl,.H,O —
E N MDC/Water F N
F F
© (D)

[0220]  [r) 2% i B0 FE 2% kbR SH R0 BE T 99 100 =2 T 5 JE B A o v AR
(0.95 30,4, 44 Z &) FK (12 ZF) o ARG, M 16 £ F 1 ST L, 5 M

ZAEALET KA (0.033 55,0. 15 2B ), 7E 30 A RPN IS T 5 =T A T
[(6-(1,1- ZHLFNMEne —3- 3% ) AL ] (3L ) - M- Wik NE (©) (0. 72 5%, 2. 96 =
JE) o AEEE NREBFREGY 1.5 /AN, R JEl L I AL pE LI B — SRS . RIS 1E
N S8 CBE3E B oy B S R AP BR G . H S P UK M IR & IFR
AU KIS Ve, 18 B R AN T8, I 98, W48 I FHAE b 1) 70 %6 (1 TR M 7E Ak e b i8] =2
afifb, LIS 3 0. 652 5 BT 5 1 @R A=) [6-(1, 1- R LIEMEnE -3- 2% ) FEJ(F
B - A WG REE (D), 775 87% . LCMS X CyoHy, FN,08 [M] "259. 28 115 i &
RIL A M+1]7260. 02,

[0221]
s ?'EN—CN N—CN
<o 3
N7 (MeyS,NK, THF T 0
£OF HMPA, -78 °C, 0°C

(E)
(D) (12)
[0222]  7F -78°C, If] [(6-(1,1- " JRLFEMEmE —3- 55 ) M J (IR ) -4 - N - Wik
FLZNE (D) (0.55 75, 2. 0 ZZJE ) FTHMPA (0. 09 2= F, 0. 55 ZEE ) 7E 20 =T+ oK VU & mE iR
HI O INAE R 2 (4. 4 =7, 2. 2 2 ) Y 0.5M X ( = FEE A RERE S ) BRiZET (4.4 =
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FF,2. 2 228 ) o 45 A3 8Pa, WIS 25 O N e (0. 14 =T, 2. 2 =2/ ) o 10 434
Jo s B EETER) 0°C HAREEREFR G 1. 5 /Nt FIVUART B 7K SRR K SR, FH 37K H
FE, FH EtOAc A S b 7 i B — IR . A AN Z B b B T4, g lk4i . FR
Y)iE ik il £ HPLC Alifb LIS 31 0. 16 ZEpr R Iy [6- (1, 1- L% ) kg -3- 2 ) £ ] (F
- - M- AN (12), 773 26% . LC-MS % C,,H,.F,N,0S [M]7273. 31 i 41 i &,
KIh IMe1]7274. 21,

[0223]  SEjifs) XTTT-XXT_ 2% dikae

[0224] 4 7E TR S5 49 P A O AL S A8 R 38 T VAT R I BRE DR L H
R (IS AT Sk ST/ Bt 21 pe Skt i X 2 A4

[0225]  SEjffs] XT1T. R A F WL yEXT A er (A% (Aphis gossypii)) (R HUALD
[0226] ¥ HA5E4 I 1 IF 111 m R BE e Ak — F 11, AR 24 8 By FH A i
R (LB H ) 1 R 7R N AR A RRRR DA A 25 s (29 30-70 s /
PE) o B & Q=) BT 2 ZF N0 FEE (1 0 1 %), JER 1000ppm IR . SR
Je FIRRRER] (5 80 43 0. 025 % ZEZK HRIER 20 F1 20 4 9TAER - FREE (1 @ 1)) kR
o AFHFFF Devilbiss Wi &4 il A R 300V, B 200 H B I b e~ g ] o X R e
AR REATH VIR A IRER ) » 2755k CFFIRR) SOHMBERIWZE . fEidxE
PR E RS F BECET, 7R 23°C AT 40% REFAL PR AR R FFAEAEIC 2 3 Ko EHH Abbott
(R4 1F AT A T 1) Y6 F il 2 2% VS PR AR 1

[0227]  HRIER %2l = 100% (X-Y) /X

[0228]  Horp X =¥S5HIR SRR by o2

[0229] Y =AbFH ik (A AR b iy B 40

[0230] 3% | 7ER R ERORREE ) Qo da il (g s )

[0231]
thEY #|  0.049ppm 0. 195ppm 0. 781ppm 3. 13ppm
1 A A A A
2 A A A A
3 A A A A
4 A A A A
5 E B A A
6 H H B B
7 F B A A
8 C A A A
9 H H E A
10 H H D C
11 D D A A
12 H H A A
[0232]  {E3E | BIREMIELL T, VP S8 R R -
[0233]
YopEil (BT ) | PR
90-100 A
80 89 B
7019 §
60-69 D
50-59 E
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/NF 50 F

ToiE G

RIS H
[0234] 3R 1 HXIHR T 5o s E’J%A%%}i’iﬁﬁﬂ%ﬁﬁﬁ u_FF)TJZSE’J%ﬂ%E RIS P ET
[0235]  SEZJfEfs] XTV. A i 22y

[0236] HKAE 3 9T (pot) 1, Afy 2-3 v/ (3-5 @7&) E—ﬂfﬁﬁ%@ﬁﬂ%mﬁﬁﬂfﬁ%
S TEAEERN AT 20-50 ANBkEF (TG R R BT ) R B 2-3 Ko AN IS ]
VURRBR . e 225 ) W 2 =27 A0 - FEE (1 0 1) %5509, B 1000ppm [ R
o ARG MRS (5 80 47 0. 025 % 7EZK H I3 20 AT 20 40 BN E © FIEE (1 0 1))
MRE DRI o A5 FHF-#F Devilbiss MiZ 45 KW Z I 2 & LM I E Rt . &
R CEFIREE ) DOHRRE S . E“%%ﬁ%ﬁﬂﬁmmmmh&@m%ﬁﬁﬁﬁ
a3 K. ERMMEE T, W RERRE B N EOR AT VPR A Abbott [ IE I &
s

[0237]  RRIEM %)= 100% (X-Y) /X

[0238] o X =¥k itk Figwr v EE

[0230] Y =KbF it A AR b B AR

[0240]  RIGAZIER S HIME 1K 2 s

[0241] 3R 2 XA L IRRR ) T

[0242]
Wy # P 3%l (FF ppm F), HHEBE
0.195 ppm 0.781 ppm 3.125 ppm
1 .G F A
2 B A A
3 F F D
4 B A A
5 G IS B
8 F F F
11 C B A
12 H E B

[0243]  7E3R 2 [IREFMEHL T, RS 5%R | FAEHIAERF .

[0244]  7EZR 2 OBk 2R B mr i o A A Ak s ke A F DA R ik iR e it — 2P X 4
Kl KM AT A

[0245]  SEjids) XV. R [ W 25y 0 4 K mL (# KL (Nilaparvata lugens)) FIAFE I
g (KT (Nephotettix sp.)) B HUAL

[0246]  7E4E WEVHIR T EgEAT i i a2 RAR SR R AR T 4 ORISR R
ANAE 2- 8 B A 2 (mp 18 JEK, EAR 3 K ) B! (mr 5 JHOK, HAT 3 BIK) P 3 BK
IRIRIZK A o £ JEC T PN A5 FH <6 8 0 Do SRS P e o A0 2B B BB v i, A FH 32 P i 45 [ F 1
. eEMEAREATRE . A 4 DR WAL S Y% T PR 51 2 % 10, 000ppm
IR A T TS 55 FH KA RE R0 LIS 10,2 5.0, 31,0. 08 A1 0. 02ppm RE R - ¢
0. 5 ZEFHAARFR RS0 3 B E AR 58 IR ) 2 AW S R IS IR P o A T RGeS, LAER
BB 7K A 3 S e R B A 1042, 5.0, 31,0, 08 AT 0. 02ppm AN JE W o 78 - [Hi 5 55
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FRGIRLE T, 758 P HH 3 /NI a4 5 A SEE0 S 15 1 KRR T I i 0 58 — 3 e
FINEA R . AR P CH R FFEAE K E (KRBT R4 2840, 5°C AR
FE7040.5% ;63 14 /N6 8 /N RS ) o KL (hopper) MIFET R AEEYLS 1 2
6 RIATIE . AN TR S P IET R IR IE 1 Y% il Wk 3 Fk 4 fior.
[0247] 3R 3 XTAEAE LIy AE R EHIC T i R Fy - 5 259 1

[0248]

7E ppm X KT H B8 % 5545 7£ ppm XK EET % 2]

wEY # 10021008 031 | 25 10 | 002 |008|031] 2.5 10

2 D A A A A F E A A A
4 E|B|A|A|A|F|E|B|Aa]a
[0249] 3K 4 XIAERG BRI QEATCE M I R G0 1
[0250]
7E ppm T XK T MK % 42 7E ppm X4 KA % 4

Comp# 10.02|0.08| 031 | 25 10 | 0.02 ]0.08 0.31 | 2.5 10

2 D B A A A F C A A A
4 E C A A A F E A A A

[0251]  7E3R 3 R0 4 WRFFME LT, PFE Sk 5% | PE AR .

[0252]  A{bE4) 2 Wk A AT T UL BT ik IR 3 28— 20 R MR BN BT | 10 0 38 A Sk 25 A it
Z1 5 S AT IR

[0253]  SEjffs] XVI. R HT - 25 vt Rk L CURKY L (Bemisia tabaci)) (% HUIRES
[0254] Vil X5 R IS4 E\ER AT / Bl A oK AT K RE )« BEERAE A K B
PRI — BOP R T B B i, USSR B 38 — b (it gl Bl ) o Bl
R SR IRFF SR (colony—keeping plants) fRIFAHAE 2 K, FI AR EUEP MUK G4 25 1k
76 T 2% HOR B AT, A7 40 A8 Sk % 1) %5 MR A7 AE AR RLBR % & . 1000ppm FR IR LA 1 =
B (master solution) FEPNME @ FIEE (1 @ 1) Hifil&. RJGH 14. 812 ZTFHAE/K P
0. 025% I 20 F4%¢ 0. 188 ZZEFH (1) TS HiIAF 12. Sppm KWL ¥R . @i AL 98. 75 £
IZEK AT 0. 025 % EiR 20 AT 1. 25 A ROTAER © AR (1 @ 1) MIFRERMRE 12. 5ppm 1
U5 S5 VR ) 2 A IR JE o FRRE IR FHAE VS A B . B 9% Devi 1bi ss Wi 25 25 21 0 v
s H A BRI R . B AL EAE HPURE (4IRS ) o WPALHT, 7EZ4) 23°CHT40%
RH K b BRI AR FFAEAF IS 12 Ko TERFAEE F BERE AL B R B R _BAE 1 P72
ST A B O U SRR AL S IR . A8 Abbott AR IE 2 IS IE Y %% 458
I R R, HEAIER 5 -

[0255] A2 IE M % 5l = 100% (X-Y) /X

[0256] M.t X = ¥R IR AR b g 0K RN A S

[0257] Y = AbFH ik R AR LS 0 3 S

[0258] 3K 5 XTAEAE b I U v P
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[0259]

7£ ppm T H%EH], HBEE
&4 # | 0.781ppm 3.125 ppm 12.500 ppm

2 80 94 100

[0260]  SEjfs] XVIT. AAR S BGEXThir CHESE ) 19 2% dalse

[0261] A SRR VLV AL &4 2 X BRI I R G is M. FHH (Capsicum annum var.
California Wonder) #fFHIV/EIREGFR (FERFNAKAEAMZE (rock wool plugs) ). %
HAKBRIFH B &8 & MRKAMEROCER | &4+, AHBa AT
WP TS B HEAE A F PR 1000ppm R K 2 =50 R & W) i
15 2 ZFH P A )2 o S5 RIS IR E (10ppm, 0. 05 &3¢ /5 =7+ ) it H 1.6 ZHNA
fii 1 30. 08 Z T4 DI 7K (& 6% A ) Fike 0. 32 ZTH IR 4 o SR AR 569 B 3 1 1)
26. 0 ZFHAEH - DIJK (6 @ 94) UFHMBE 6. 5 Z AR AR (1 10ppm IR T 4R )
M. XTRER (REER ) N 5 2T AR AFFHAEKF 1 6 % N HIVE S FIEE . B4 W
NI s R e P R AE AR K E Y (25°C,50% R. H, 16 /NI 28 /NE RS ) o 7B
Y 3 R JGEURRR B s AR . s IR T SR SR R R AR LE AR
A

[0262] AR IEM %] = 100% (X-Y) /X

[0263] .1 X =¥ I bR s A

[0264] Y =KbH i R RE b AR

[0265] AR LU AR MR IE K Yo = Hil i Ek 6 Prow.

[0266] 3K 6 XJHUR b IPkIT K R G 1tk

[0267]

Yo, MREBTI RS
A4 | 0.08 TUvC/ER | 0.4 THOT/AK 2 f RO/ 10 F5e /P

2 61 95 100 100

[0268]  Sijds] XVITI. MR A iEX R (Aphis gossvpii) P4 HURE

[0269] AU FRVPAl X AR I §a I R Geid M 7 v (ZEREFh Al A 758 ) kil
G 20 ZTTEPAEHBIRIED R4S R (var. Pic-N-Pic) » I A H7E 10% SC i
Jr . 6 1=/ R, AR 10% LT . A 0. 1 &5 / P AT, £88Y FHRG DI
KRR 10%BE 7 10 f5 . BNAEHAE A 10 BUrg NP 7. P73 sCE AERS 48 |, BAE W
RN SR SR R (L T N FHAAE RERUR 7 Lo BRE S —2 (BTt ) BUAAER FII—ik b
— HAEE (A L) Aok, JRAE ) —2F LU S — 2R o TR A A
TRl AES A NEEY) (metro mix) [ 3 9&~T i, IXLGEE T California 4 |,
HBNRENH T 447K 13 KRG, UKL 9 et B 3 7 I Bt ik, 58 —nt
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2y 40 HOuBEEFIRGY . G IS BRIRCE AR IR FF BT (R 2 ) (23C,40% RH, 16 /pISFOGHE 8
NI PRI ) 3 K, ARG AE R N AU AR . S is ST T S A A A
FhFRE 0225 Bk SR AH B A B FE A

[0270]  RZIER) %65l = 100% (X-Y) /X

[0271]  Jrp X =21k B R

[0272] Y = Kb (kK by i %

[0273]  ZFVARIRLIE %8 (AR 7 Fin.

[0274] R 7 XT{ERS N L IRRES ) R Ge0E

[0275]

Y%eaihl, MWERI ARG
WaEY # | 01 Z5/FF | 1 Z5/FT

2 99.7 100

[0276]  sEjif) XIX. HIZEARXT B B i (Reticulitermes flavipes) [K]o5% ik
[0277]  ALA ) 2 W 3h M T o AR B i B A o b S MR T VA . 76 TR R PP R 2R 1R
HEURIEARME (DUER / EEZIF) LU 200 5508 BURHEEL 100050020050, 12. 5.
3. 12 1 0. 78ppm £ 42. 5mm Whatman 1 5848, &R N H 2 6 5kyg4t (6 MEEIR
5 ) o il 6 AN TR 0 B ICART 6 AN E DT ZK AT HE 506 o 638 AU i 445
JELR, ARG EAE T 60X 15 22K Fisher Brand #IBLRZ [REFFR ML . 75 UKL AT, 75
RIS LA R HL 200 T AR DI AKE TRk g4 b o fERA IR R A 10 T
FEF T b PG 7 TG B FR LAE 28°C A 60 % RH N SEES =5 Convirone £EMEHY 1.2,
4.7 F1 10 RJF 105 ABURIZET- 3 (DAD) .

[0278]  ZEFEANRIG SHFR A, TR T34 150 B0TF DI /K B JE4C DR ERE R . 45 Bk
8 71 o

[0279] 3R 8 XoJ 8 JIy L 1 AL )3 2

[0280]
Ay # HINFET-E %
= WE 1DAI | 2DAI | 4DAI 7DAI | 10DAI
0.78 ppm 7 17 58 - 73 80
3.13 ppm 25 48 67 83 87
12.5 ppm 43 67 90 100 100
2 50 ppm 55 72 08 100 100
200 ppm 55 72 80 100 100
500 ppm 63 82 98 100 100
1000 ppm 87 00 100 100 100
- - 0 0 0 2 3
DI KA - 7 7 7 7 7

[0281] = ji /9] XX. HH o & 28 £ B (filter wool) 2 X1 4l #1 3k & (Ctenocephalides
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felis) {R AL

[0282]  FEFfI &M N AR A AH P AL 54 2, LLEE SRS AL S PR s M [l o RO LA i T
AT A 0 A R R e AAS BRI B o T A 1. 0 22Tl ie v WA #H 5R e B TR L g 24
FRBUATEWIGE, 5o @ MAEM HARL TR 2D L. R JER T IE8 R 10
JEOR R B IR IR P ] i 7 b M FE R 5 k. H5 4y 16 ORI A Sk =&
JRHTEANE Pl AR D B R AR P o BT NI R EE 2.8.24 F11 48 /NP
FHAET- R 8 BN B 2L 138 96 ST A AN (R TR) g, ELAA 48 /NI LS B 25 2R 51 T3k

9/,
[0283] 3 9 APAAT Sk IS TE
[0284]
LA W i KEiges

5 ppm 18

5 50 ppm 25

500 ppm 40

5,000 ppm 57

[0285] St fs] XXT_Hd Bty xd ifn 21 fpi Sk (Rhipicephalus sanguineus) {75k HUEES
[0286]  7EFfIE AN R AP PG4 G4 2, LTRSS B rE TG o BOARM B T
A Bl FH R AH RIS S50 R LA BRSO B . Il A 1. 0 RIS mekiE v T s 4 (JLd
AR ) 10 R RN 8 ) BRI X R AT (tick) AEWIGE . ik
B a/b 1 /NI, SRS AT 10 K S PR35 77 1L 5 il e i B 22 A BRI SE A . B M AbPEER
5. ¥ 5 HFMIMNGENEZEN T W5 N5 RS 2.8.24 Fl1 48 /i J5 v
fRAPET 3 o Hf 2 BT ZL T35 Y6 FET AT ] (I B% , LA 48 /NS 21 i1 25 R 41 F3&
10 H1,

[0287] 3K 10 X241 f S k) 3% Mk

[0288]
A& Y# WEE, ppm Yl BE T3
50 ppm 28
2
500 ppm 61

[0289] i

[0200] A BIIIAL Gl AT TR A B AR B MEsh ). DRI, A BRI Rl
SRR 5 ¥R, W7 iR AR B BB R M SR PR 1 TR L s A R I 1 B B R
IHER A (D G AR BRI GYthR] DL R 6 S T HE 3 L, i A asuRI 2R gy

%’éo

[0201]  FEJLAE Y B AR BCH B 3 U A 7 2 4 B AR el e 3 U WS s AT B AF AE
s, SR e A E 22 < eIz ey see i i . B, B kas i 59
it FH ZEREAR OB (FERRERT ) « SRR S SO R AR 4% 7 25 RS AR/ iR, B
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I AR (FEVEY (crop) PAEATECZ 5 ) » AT LA S BN Bl fimT ok ™
m AR BCREA) S 557 BB ) B DRI A e B L BT R ] AN E
Eo IR GERUE aticl = wRayA s o= S 1 v NN G LN = s ST R W QT TR e | I e ey e/ R O R R Gi B ]
i ) 54 R R PR RS P BRA A A A R et s 3 38 B RSB ) R BRI VB IR
Ranig, K0/ BRI S SR Ik I LeAE ) o

[0202] W] DATRUTIX £84b & Wt m] LUIE A TR R4 4R A7 A4 Fh - R L £
Py AL e (AT DU AR/ s e FE S D AR K4 s s e sh 4,
TR 38 I K i AL A i 2K e A b BOX e AR R ST, TR B BN
Al LUz PR, X8 4 i o HESI AN/ BRek RS E L (e AR B REAE
PRI ) SRS . IR LU AR HE, 4 40, L b | L R Bk RO ez L,
A N FH A ARG AR | L B4 AN AT AT R R 2 1R I B A S RS

[0203]  ORTE “HNf o ” 28 PR i B R 2, BlFRC T 7 vs R AR S E . 99,
A ST FRATCRE B B ke T A0 G- 0 FH 25 B FH R 8 AL S 0 F H bR B R Rl . W i%
KGR, AT REKEE” HTHEA L DA bR B o g & A mT il & e B
&, B,/ 1 2 1000ppm (ZE ST ) BNEHALEY. B, o] DL R R e
BERARE, HART -

[0294] 5 ¥ H — K5 2 B (Heliothis spp.). ¥ & 3 (Helicoverpa spp.). & 1k
(Spodoptera spp. ) FAFZ IR KL Ht Mythimna unipuncta) . /pHEEZ & (Agrotis ipsilon) .
4 W &5 (Earias spp.). Euxoa auxiliaris. 5 40 % % (Trichoplusia ni). 2 & &
% (Anticarsia gemmatalis). ¥ fif K & M (Rachiplusia nu). /) 3 ik (Plutella
xylostella) . 4L W& (Chilo spp.)—=A4LUE (Scirpophaga incertulas). K#E (Sesamia
inferens) . f4 4 %= M 18 (Cnaphalocrocis medinalis). & K#E (Ostrinia nubilalis) .
SR # gk (Cydia pomonella) . #k /) & > i (Carposina niponensis) . #f #5115 %= M- gk
(Adoxophyes orana) . J #f 25 & Mk (Archips argyrospilus). 3¢ #5 & M % (Pandemis
heparana) f /P (Epinotia aporema) - 25 53 R AzMH M, (Fupoecilia ambiguella) .
25 A W /N2 (Lobesia botrana) . Polychrosis viteanas fif 4148 H (Pectinophora
gossypiella) 3¢ & W (Pieris rapae). Phyllonorycter spp. . HE S ik (Leucoptera
malifoliella) F#5 Mgk (Phyllocnisitis citrella)

[0205]  #4¥H H—MF (Diabrotica spp.) LR EHHF (Leptinotarsa decemlineata) .
FEHoYeH (Oulema oryzae) KRR % i (Anthonomus grandis) FE/K%F (Lissorhoptrus
oryzophilus) . & &F & ) B (Agriotes spp.). Melanotus communis. H & & & f& T
(Popillia japonica).Cyclocephala spp. 4% (Tribolium spp.)

[0296]  [A]¥ H—¥f & (Aphis spp.) JHH¥F (Myzus Persicae) . Rhopalosiphum spp. <%
B7 [ B (Dysaphis plantaginea) . #5%f (Toxoptera spp. ) KK K& (Macrosiphum
euphorbiae) « 1 & M #f (Aulacorthum solani). Z& & & ¥f (Sitobion avenae). Z J©
W K & iF Metopolophium dirhodum) . 3% — X Wf (Schizaphis graminum). & XU J& ¥
(Brachycolus noxius) .2 M (Nephotettix spp.).#s Kl (Nilaparvata lugens) .
H1E KEl (Sogatella furcifera).K &\ (Laodelphax striatellus) {H¥;@\ (Bemisia
tabaci) ¥ % ¥ E\ (Trialeurodes vaporariorum). Aleurodes proletella. 224§ ¥y @l
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(Aleurothrixus floccosus) A& (Quadraspidiotus perniciosus) R (Unaspis
yanonensis) « ZLEEM (Ceroplastes rubens) . ZL[AWr (Aonidiella aurantii)

[0297] W H—F W (Lygus spp.). Burygaster maura.fg&rlE (Nezara viridula) .
Piezodorus guildingi. #4 % ¥ % (Leptocorisa varicornis). ¥#& 7 & 4 (Cimex
lectularius) #ii R 4 (Cimex hemipterus)

[0298]  ZB¥M H—pPufe#i D (Frankliniella occidentalis) #i5 (Thrips spp. ) 4s o fi]
L (Scirtothrips dorsalis)

[0299] 26 8 H — 5% % 80 A W (Reticulitermes flavipes) % [ I (Coptotermes
formosanus) g /7 BB (Reticulitermes virginicus). Heterotermes aureus- P4 /7 EL
4 (Reticulitermes hesperus). Coptotermes frenchii. Shedorhinotermes spp. 3&
¥ 8 I (Reticulitermes santonensis). Reticulitermes grassei. Reticulitermes
banyulensis. B B 51 B 0 (Reticulitermes speratus). Reticulitermes hageni. &
B A B (Reticulitermes tibialis). ¥ A A L (Zootermopsis spp.). # A 4
(Incisitermes spp.) ZHAM Marginitermes spp. ) KM Macrotermes spp. ) K4
10 (Microcerotermes spp. )25 I (Microtermes spp. ),

[0300] XU H —BE#E i (Liriomyza spp. ). ZX 1 (Musca domestica). B B¢ (Aedes
Spp. ) ~ZI (Culex spp. ) JEIL (Anopheles spp. ) il (Fannia spp.) /&M (Stomoxys
spp. )

[0301] Ji& ¥ H — 47 ¥ (Iridomyrmex humilis). ‘K B (Solenopsis spp. ). V£ & L
(Monomorium pharaonis) . Atta spp. \UFEL (Pogonomyrmex spp.) 5 (Camponotus
spp. )~ /D F L (Monomorium spp. )« & ZK W (Tapinoma sessile) . 4 & W (Tetramorium
spp. )« Xylocapa spp. i (Vespula spp. ) KL% (Polistes spp. )

[0302] fEH (P& (chewing lice))

[0303] @\ H (Wi & (sucking lice))— HiE FH @&l (Pthirus pubis). @l 25 (Pediculus
spp. )

[0304] B ¥ H (#2 Hi, &% 8 )- 2 2 (Melanoplus spp.). & Y & ¥ (Locusta
migratoria) . ¥b 8 (Schistocerca gregaria). Wi (Gryllotalpidae) (1% i (mole
crickets)) .

[0305] % M H ( ¥ W (cockroaches))— % /7 W (Blatta orientalis). 2 [E /N
(Blattella germanica). 3£ ¥ K W (Periplaneta americana). ¥ 25 & 1 (Supella
longipalpa) JEYFEME (Periplaneta australasiae) B KU (Periplaneta brunnea) .
AR WAREE (Parcoblatta pennsylvanica) « 2B Kt (Periplaneta fuliginosa) it
15 (Pycnoscelus surinamensis),

[0306] &% H—Bk& (Ctenophalides spp. ) A& (Pulex irritans)

[0307] W H — M 6§ (Tetranychus spp. )~ Wil &k 5 (Panonychus spp. ). % J5 M 0
(Fotetranychus carpini) #4545 (Phyllocoptruta oleivora). Aculus pelekassi.
RIT AN (Brevipalpus phoenicis) 2P (Boophilus spp.) 22 F M (Dermacentor
variabilis). Il 4L k3 3k % (Rhipicephalus sanguineus). 3£ ¥ & # (Amblyomma
americanum) . H 18 (Ixodes spp.). M 7 AL # (Notoedres cati). ¥y Wi (Sarcoptes
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scabiei) 2R (Dermatophagoides spp. ),

[0308] ZHi4 (Nematoda) —RE#z i (Dirofilaria immitis) HR&54H (Meloidogyne
spp. )« B FE 2k o (Heterodera spp.). 7o 2 o (Hoplolaimus columbus). & Hl| £k
i (Belonolaimus spp.). #R J& 2 &1 (Pratylenchus spp.). ' # 4 1 (Rotylenchus
reniformis) 3/ NI HL (Criconemella ornata) 222k Ht (Ditylenchus spp. ) 24k
H (Aphelenchoides besseyi) A% H MR HL (Hirschmanniella spp. ).

[0309] 4 &Y

[0310] AR B ST DL & P70 A0 S 2 AR e B 1 2 S ) =, IF AL AR
KA FREY) % LT sz e MR . DAWESs | R s A 3 L ok Je P70 78 Bl e 2
R HTEHAR (eartags) « IS A8 BRI kA fir 2 g e ANV
AR A AP0k 2 3 Rl . Pl 469 2 v g R BB AR 77 (2 BE K B
M) Bog b skiaL S (TR DAL FRRIRI R ) o MR AR MV AL SR A AE B 1) 1
FHEC T 2 45, (2 E AT B B L), PP EE A R AL &) . SR, i A2
Lo B A H -G R — Lo Ui B, DA IR AR AL 22 T AR e 5 2 M i) & AT P R AL &
LY/

[0311] AT H T iX L84k & W01 73 AR IE K 22 a2 B AL S 9 19 4 B0 77 7l S IR0 7K B T VBB
FLVB o IX LK AT ME K AT B VR PR BT AR P BC A2 38 5 A R A TR R 1 [T 44, B8
W A PEIRAE ] FLAIR 4G V) BOK BIF IR« PIEVE AR AR (] He S DU oK m] 23 B A
K ) AEIE LS D) I T EUA TR IS PRI 78 TR S . TR SRR EIEE 4 10
HE %A 90 HiE % . MBI B M ARG b SR e s R AR
Fa) S ATV AR AR 0. 596 22 10 %6 1A 45038 s PR Rk B R A R B3R i & I 2Rt R 3h L 28
FR TR & ot i AT R 2 ot TR R IS AR B8 3R 1TV T 491 G e B (R R A S B & 40
[0312]  AbEWI A FLAIR A AL s T Mok b & i ik B A 540, 440 50 22 500
S/ TR, A T 10% 22 50 %, WARAE M TR/ b, BTl i M 28 A A2 K VRS T v ) Bk 7K
TRE A VLN S FUGRIRE S Y« W] AU ELHE 7RG, U 2R, fia
TRy, U HGR A ek S 258 (naphthalenic) RS ER Y, 40 B8 55 A7 iy o T
CAAsE FH L& A WA 90 B 8 A B AT AR WD It 9 5 50 IR e i (A0 an PR Ol ) AR & 1
(fihn 2- CERFECRE ) o M TR FALKRAD I FLAHIE B S E +F / BEE S 1R
TS T, a0 IR TR

[0313]  /KEIFMALE LS B & % % 50 8 & % iR 0 B K MEE A AR BHIKAS %
ALV BIEE . GBI SR, 6 H R ZU 0 2 KR B EIRAH R R AL &
FL ¥ 510 ) Rl R 28 A P ke il 2 BV o T LU AN 18 e 7, 461 A JE AL ER AN il B AR
JBE s LB i K PR 28 1 1R 35 RERIURY 2 o S B A8, I i) 2% VR G ) I E Ho AR B (2K
PR B FE R I A8 2 R 2 B 4L UL [R] I it B VR S AL A

[0314]  AL-EY AT LIRS BN A& P A, Hol B m] T 3, RN S E s
0.5 B &% 2 10 HiE % K75 BUEE R T LG, I i T2 A 564 BORER 70 R
BRI BRI ) R il o IX LS ZH A0 a0 R il 2 A A Y T A 1S I ) R 2
BT A &R A (JEE 0.5 22 3mm) HIRURLEUA o XL S Y0 n] DU i i 244
FHAL B VD IR 58 AR BOR R A I He i R0 05 LA SRAS P it Okksr B R B o) o

41



CN 102153506 B WO B 38/44 T

[0315]  fidj BR HiIE b ok R X AL &) 5 618 Bt AR A A (9] 0y 4 | B A 1)
KAUPHFIZRAY) ) FRMRERH S B F AR AT LA EAES 1% 2 10% 1
WED .

[0316] 4 HH T AFAr] J AT 17y 55 LI, [R1AmT LAASE A0 A0 A WL R (Il 2 I A A
L B AR A T Tz AT R g ) R A S

[0317] 3% K3 FRRH R M 0180 55 DA Pk s 70 CE VR B A o 1) 23 B TR At A o 18 AR B i 1t
BT AE AR R R e 2R o ) T2 A IR A A2 K

[0318] AR BHIIML G LU IRA SR S - 7B 2] A4, 0 id e
YIS T B BHENE R R (R =R AW ) . BT REIRA &
BHER T, Nl i 40 W Bl &4 . HEUERR G e Rk A kR (KU 5H
HUEFNRS ) » BUH M ARSI 7K B TF

[0319]  jifii FH 3] & e R 24 B 2E b A A 0 140 S B A S22, 3 HLnT DLl ARSI RN
R IR S 5 Sy Mg o — M & 5 10ppm 22 5000ppm ($ZE & i) MIALE VIR E R
YA T RIFR RS ST 245, 100 2 1500ppm FIHKEEFULE T .

[0320]  Jii FH AL & 4 o kb 5 m DA B BRI S 3R T T b e, 9 g SRR S K SR A I
SR A A T UL B SR L) ) N SR T A T AR SR R L g

[0321]  HH T dL ORHPT AR AE F B Ry 66 77, o g 2 40 5 2% BRSRIRT R W B EE, B
DL Ay 5 il 7= A 1 4 HROR] e 75 B E AR A

[0322] @I H LA A YN AE AN R 353, W] AR A& B AL G AR P I R 4t
B gl da iAE — R B3 B 0, i3 s R LG R Bl i, BRAE
FRAE AT AL AP oRAE o AT LUK R AL BER F 22 B3 2R B A, B0 5 LA V) L R B
DAZR IR 28 BRI 25 e 2 R R e b o ACRIE B FaFERIAEBFE (95 =
FR B R REE ) RIS R IRLL, & AR BT (U1 “Roundup Ready ®”
Bl ) RLL, B HAG RIA R BB BREGHARET ) B IR G e A/ BRI S R R R0 2
(stacked) ” AL R AR 2L,

[0323]  W]DIFEZEE (BIAFHerl B %5 ) A AR A& WA S IR/
B B ) G 2 ) A ERS T A )R B I R HOGRI B RS R DD S AL A R
25 A (BFEEER ) B AE IR (B RS LUREGH A —Fh sk 2 A LUE 4 2% R
B EATAE R AR AL ) B B Ak 1 R HR) )

[0324] ARG Y) CGERX D) BHE L —Frel 2 R e s O 808 2R s 550 45
A LSRAS N B8 22 Al s O (1 2 g o] o 5 e o R B0 B R ) B R & A
P, 28 SCEE SRR 4k A 40 mT LA JH 2 o HORI SRR 21 B R BB B — R e il 5 e ok
H ) B L R B TR E G P VR s B L o ORI B T R B o A 4
[0325] W] LLA 2t 55 AN B (940 & W 45 G A8 F I — S8 0% HUFREL 8 B2 25 28 0% )
(40, Pl 4% 2 B &= (allosamidin) FlHR =45 ) s KIS AR 150 (. £ 8 W&
spinetoram, A1 &AL K& 21— T F% B% 5 & 19 M8 K 3 (spinosyns) KHATAEY) s
Yk B 2% R U 0, BT 4E B 2% (abamectin) « 22 7 B 2%\ B H 1R 2% LR R T 2 L 4 R
EZRPERHE BB Z R BAE I, lepimectin, 2 KVT R Z N5 MBEPHHE ) + &
T 238 R8T S T I e R 0D e TR 0D e T2 6 L7 Tt 0 R IV e R 4 5 2R ) R
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5451 W4 f8 1 2F B AT B (Bacillus popilliae) <EKJE ZF MU#F B (B. sphaericus) 75 = 4
2E M AT B 5 B I P (B. thuringiensis subsp. aizawai) « 75 = 4 28 {4 B kurstaki P
A (B. thuringiensis subsp. kurstaki) « 95 = 4 ZEfE A B #0020 BFEFp (B. thuringiensis
subsp. tenebrionis) . [1 {8 W (Beauveria bassiana). H A~ 4 & ¥ ki % & (Cydia
pomonella granulosis virus).®I 40 % 2 M 4% 2 (NPV) (Douglas fir tussock
moth NPV) . £ 55 gk NPV (gypsy moth NPV) . %3 SEfZ Mk NPV (Helicoverpa zea NPV) . E[ J&
N HEUR A9 B (Indian meal moth granulosis virus) 4 T 4/EE Metarhizium
anisopliae) . If H 4 fii F H (Nosema locustae). X W &HF % (Paecilomyces
fumosoroseus) R LW HFE (P. lilacinus) « &K Y6 (Photorhabdus luminescens) .l 3%
B NPV (Spodoptera exigua NPV) . R AEFIH Y oostatic Bl F (trypsin modulating
oostatic factor). P&k BB AT B (Xenorhabdus nematophilus) < FAH B AT B (X
bovienii) , I AAEY A% BB AT Cry1Ab, CrylAc, Cry1F. CrylA. 105, Cry2Ab2, Cry3A.
mir Cry3A. Cry3Bbl. Cry34. Cry35 Fl VIP3A ;¥E )M 5% 3050 1, S5 ARk EPBR 5 L d— 745
A R B HR 2 3 RO TS I T M3 IR TSR M2 38 TR Mg 2= T1.BR A 1s 1. BR
HAGEE 1175 AR 25 (quassia) A BEER . ryania FIZE PSR ) 5 28 3E AP G W6 2K % A sm o o, 3%
SRR 25 B 5 25 IR 225 PP R 2 25k PR R s 7% R SRIMB) s PAIOR o T B o 1T B T o 1 U
decarbofuran FIMEE g ) ; — AL L AR BE & 7 (40, dimi tan. B EL . hyquincarb
FHPCET A ) 5 728 5 A IR IR 2% HUFR) (A, R gl 38 KR B TR T I s T Bl TR
K2 B P A B I8~ R G BTt DA DB A B8R ) 5 - 3k PG 2 25 P IR s 1% L)
(a0, B 3 B K B A A% B 7 B U KB PR B dicresyl, 40 EMPC. LB
A~ fenethacarb AT 80 5 ARG BB G 1 K Ja~ 22 v Ja ~ W LB« A 2% JBG e oA s VR %
J8~ XMC FKRJEG ) s RS ARy 2 2% i) (a4, Vi« P A « DGR A DNOC) 5 i 4%
) (A, 7S A ER S UK A SR AN 7S SRV R B N R U ) 5 FRBRSIS A% HR) (Al XX
PR S 2% HUPK AR HUBRFT formparanate) s HEZ& IS8 H5f) (9 tn, TR G~ — Bt Ak ik« DU &
e B EAGE N ZEUR L, 2- ARG TR O 1, 2- ZIROHE 1, 2- Z5 ke IR
AN VEALE L PR PRE . A T L S RIS 2 ) s TR
HF) Cl o, SRS AR AT T R L S A AR i T ER R AR R AN ) 5 LT A RS
J7 (A, X =58 HUIR MR Il | o HS e RO« (6 RUR A IOR S DR AR IR LG R
% (novaluron) «Z #MK (noviflumuron) \FRAIIK . FARIRMRENK ) sFULRLNTER (41
un, R4k (epofenonane) « 2408 i B S B I BB P85 L Js LR | bl DA TRE R 0 i s ) 5 £
ahias (B, fRAEER T RSTER 1T MERGEER T1D) Wiz (e 52y (0, B4 sl
JE SRS BE I « PP A RN A ) sl R iR (A, o — E R B M R S A ) e e
Fe77 (flhn, 2 ik ) s B3R (precocenes) (140, B2 R TR #E 11T M 111
T B A T ) () an, 3 HUis (dicycelanil)) ;b & B 5 KB4 (nereistoxin
analogue) A HU5R (4201, A% dfif ARIEPE R RECHIPD X (thiosultap)) s MR A%
) CAa, FeE B ) S AHFEIIE R BRI (4, wJe T JPoe HUfi itk e bR e i ) A2
A3 (nitromethylene) 2B R (40, Jne UL AIAHIER (nithiazine)) sHLIEZE A
SEME AR B (A, wg Ha PR bk bk AR e o i R bk ) A LSRR Ha ) (4504, YR -DDT S
BEAZF DDT. pp” -DDT. Z.J& -DDD. HCH. v —HCH MK} BRI 3 1L SR AT TDE) 53K
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i 8 HOR) (i, S RF IR AR UK FE &P JF&E (chlordecone) FK G dilor.
BT K ECH) . HEOD %l HHDN B SR 7 S b R KSR ) s A AL PR G 2K 7%t
1) (B, bromfenvinfos. & M ELER i BURCEE L F VR 0 P 2L 2 B RS SUE L e
Ji 3% methocrotophos i K B AU IR 2% Il i Jlg T Ha il TEPP IR LR )
AN ACBEBR IR A ) (9, R R T RO IR R 80 ) IRy TG A LA 1ol PR 13 2
N HUR) (9] 40, SO HZ W (ami ton) Bt 2R UL L SRR L UK B TR -0,
FH SR S PRI o P R —O PR —S . FR Rk Y IR L O— F 3 — PO i, S— FREE - NI
it B % (demeton—S—methylsulphon) . Z #F M. L0 k. K £ ik, IPSP. S HE i S i
e+ ERUHG FE L IV RURAE L S U B | BB B L PR R R I R TR B B3 2Rk ) IR R
Tk fe A5 HLAR AC B BR S 28 % th ) (o4, SR e O e R SR L SR 0 e o B . K P L 4
SRR BB SRR BRI AR ) s I AL A ER R R HR) (9, S L SR
AR ELSE G ) s AR A AL A R G S AR HOR) (i an, AR BEntE s i 2 i L 3 i RO
Tl DRI B0 KO« s AR R 18 ML PR Bt A MR AR AT quinothion) 2K JFMEMGH
PURRACHEBRRE 2K 4 i) (404m, dithicrofos Fl thicrofos) ;2K 3 = A HIARACHERR MG 2L
) (I, CEEASORBEAN DR BE ) 5 I WA LR AR IR s 2 A% R (i, &
T R T ke R NI Jre Bt 1 ) 5 S Mg WA MLE A 18 B TR 2 % JR ) (4 g, S Wk R zo laprofos)
L s 3 e A LB A QA PR I 25 % 3] (12, chlorprazophos FIALEE % ) s AHEBEA HLALAS
it R T8 28 2% SR (48], 3 PEMBLRT PR R B3 R ) 5 s g A AL A Tl IR I 28 % a5 (Al
butathiofos. —MEfE. Z Wi, lirimfos, L FEMENE i | B LS g % . primidophos. MEHA
RN T WER % (tebupirimfos)) ;W W Wbk ALAR A QRA B2 s 28 2% dain) (91 4, s ot 1l AR Y
WD ) 5 W — e AU AR PR R R % i) (404N, athidathion MEMRRE SR FMEERT £ MEME
) s = M HLER AR BERR IS 2 % HUR) (o, SO Fn = il ) s A AU AR IR BRI %
), A8 U IR L TR IRARE B . =B BE (carbophenothion) \ HUBRR% R IE T &
W S U B ZR . etaphos AR KM 2 MR RAE L S WEAR Wi E R [ R L O BE A5 AR
TR RO ML A e R OGP A PSS N L SR T U T VR T L B
WU . trichlormetaphos—3 FI =GN BE ) ;IR MR A% R (i an, T ERIBS AR H
H0) TRACBEEREE 2R (phosphonothioate) A HUF (B4, VU @ ) s 2R EE £ FEBH AR IR 15
A HF) (A, b RO RN R A ) s AR IR EE AR A B R e R ) (8, KA B EPN AN
IRIENE ) s IEEEREE (phosphoramidate) 28 U (40, & &5 i R ZR . T B30
J& % Bl B % A pirimetaphos) T AUBEEEIZ S (phosphoramidothioate) A% HUF (4714,
T P e K Rt o s S A0t AR R Al TR ) s B R % (phosphorodiamide) 7%
) (0 hn, B R B U T RURERT R ) S R R R (B, iR ) AR R
s 70 7 N O 7 0 W 4 R g T 7 e L I 2 N N P 7 e
JIF (acetoprole) L HiiF (ethiprole)  #i HJfE+ pyrafluprole. pyriprole. ik e H
Wt & A vaniliprole sTLRR B2 ME S ok U (80 2, 3T 44 T8 s TR 4 T8 A2 400 0 TAS 6 T
barthrin. X224 li5 . bioethanomethrin 3f HAHNE . L F NS MA TN B - WMAFH
B FURENE . v - SURE MR N - FRE SN A E AN o - JEAEE. B - A F .
0 — SUEHIEE . Zeta— GUF G JRBESU 4G 5 IR S04 15 V0 %60 A 49 I L 5634 15 « bl 1 49 g
T TRAR 5 15 ML S5 8 PP 35 S 32 5 ot = 5 8 4 1 i G 3 1 e s 8 3 T
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TR BT A BRBK A R AR S R U R AR RS BE L transpermethrin, A
oK 36 I A B TR 2 I S LB H 3 R AT A I (profluthrin) | pyresmethrin, RREZGEE . A=
YRR MR cismethrin. L34 MG 0 IR TR 2 155 136 B DU 9 5 IR R0 DY 2 15 ) 5 92
S 2 R mA R R (e, BB IE — SRS R WA protrifenbute FIRUESIER ) W
WEN% (pyrimidinamine) Z%HF] (H40, flufenerim FIMFIERE ) (otbng % dasn) (40 fur, v de
1) s ZEM R A BRI (A9 G, WER G 1G5 | R U BB s SR ) sRRIR R R (A, TRERR )
W% A% B35 (5] 4n, flucofuron il sulcofuron) ; A K A 43 K % Hi50) (440, AKD-3088.
ST L B G TR T A R (cyflumetofen)  E2Y45, EXD. 7 i M | v il fok
(fenazaquin) . fenoxacrim. PRIFHEE (fenpyroximate) \FKI-1033.flubendiamide HGWS6- 3
WU TKI-2002 FEG 98 72 VERI I  metaf lumizone | % Hi i L LR . NNT-9850, NNT-0101 it
WF ]kl R W AT | Qeide IBERINNG U BEIE (rynaxypyr) o SYJ—159 | ZRIHIE 1 e
BEENEREAES) s LENNEEAE.
[0326] W] LU &l #l 5 A & B AL & ) 45 & 4 IR oR R ) AL S 2 RO 2 T it
B ) — R R M 2— R FE R Wy 8- R R MK R £h . Ry B AR AL AE R - (quisqualis) .
SCEAN L W BT S RS R ZE ST R R AR R R B R AR BE TR iR R R R - TR £ (BABS)
ER TR IR SR TBE S P L IR R = MR R R B D B R 22 0R AR E B B iR B
P £ By T R A B S R TR M R 2 W RV EB RN B L T
A\ #1 % HL (Chloroneb) « 11 WIE « & R B 72 5« S A AL HT =5 B2 4 4 B 192 6 Wk
7 B 18 A1 (copper sulfate (tribasic)) . 48 4L YV 4. B /5 M. cyflufenamid. & R &+
IR TAT e T R BR L R L K R B S PO - ( AR A R ) BE 4 (diammonium
ethylenebis—(dithiocarbamate) )\ Z< sl i O U O SUH R G A TS 3 4%
JA AT BRI e A B T (difenzoquat  ion) 480 TR FE 445 TOE P K Tk T « s AR E 0
P M Vi 6108 TR . R S P R R N B R TR R 2 R | 2 e Ui
AU T8 S A | WG WA B e\ L AR R e T 2R 0 A Ty T VDK e B ] 5 T W EEE G A
IR i (Fenfuram) « FRBE TR i 50 TR 1% 1 s B IE L T 2RIk, =288, = R LR
B =R EVEA D) A0 S B W R IR TR S RGP IR R E I R M RSB AZ A
TR R (fluoxastxobin) « RS M G50 Ak e L Tl 1 G R G e o PRI K TP IR . = &4
JEIR « = LR R AR T W R AL TR i WU AU SR 2h . GY-81. /53 AR . M
SR R U M i 3 2 M T i e L U = fie « XU i 1 3 XD == ot 55 4R Tt
M5 th (iminoctadine tris(albesilate))  F B M SR IR 15 7 B8 IR S5 78 o R R 0 R
HER FEEE/KEDRRL (kasugamycin hydrochloride hydrate) . ik B g A A% B
AR B EE AR B B G KB i AR Ak VAL TR R R RS AR R =il
FER AT ZAmE A -8 (metam—potassium) & B — 84 (metam—sodium) . I
PR A it T P ST S o T R Y I AR BG4 T Tl 2 B I O 2 2 L T TR e L AR
B KBTI RS I T S R RN R (TR IR ) R R i 2 R W R S K
M IR B A ZE S R R R B SR TRy IR A R R R
LR AR BRER R I A R S £ PiH R B 2 i H R 2 A5 5= IRIR S 2 gk
Tt PP S TN 2R R M (DK AEE 1% (prochloraz, ) A R 55 80 B L Eh IR 28 TN R MR L TR AR
BT SRR\ DAL AT A A R JEc TS  EL T Bl AP | T BRE G | W | e A A | R R L AR AR
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WK L T U 2R AR K2 AL (Reynoutria sachalinensis) $RHUAA) ek M B Jig  Fek gRU e L 2 &%
TR i PR S S R I B MR PR B I B T SYP-Z07 1 A Y15 3 e | DU U
2% DY i TR A | W R R R PR DG M« PP R T 2R 4 5 0 W I ey Y« PP 5 SR A« PP 2 T
AR | AR DK AR IR AR R TR  GRCRE E PR R R KB M T R R L
55 W IR ACRREE AR S B NI R 1 RO AR 22 W B R AR Tl ) 1 VRl B2 & L Phlebiopsis
gigantean. KZtHEFRT B AR JE . (RS) -N- (3, 5- GRS ) —2- (AR 2L ) - BEFIWE I % |
1, 2= Z5AFE 13- 8 -1, 1,3, 3- WRANDKEW . 1- 5 -2, 4- AHFEEE - 50 -2 1l
B FE2-(2- B hedE —2- BRI -1- 3% ) 4 W%.2,3- & -5- K3 -1,4-dithi-ine
1,1,4,4- VUL 2- AR O HE0R AR IR 2- AR LR A 2- AR LAk
Tk PR MR 3— (4— AR 2k ) -5 IR Ph 1 4- - 2R A —1- M &5 ) 2R ZE thiocyanateme :
FUN IR T R B AR SE DR W 204U, Bayer 32394, 2245 R (HRIT 05 IR B
benzamacril ;hbenzamacril—isobutyl. benzamorf. 5k i A ( FF LR ) iR 25 4L W
(=T TSl er R iR Eh iR 28 (cadmium calcium copper zinc chromate
sulfate) "B g« CECA. chlobenthiazone. chloraniformethan.2-(2— &K% ) —1H- Z&Jf
Bk (chlorfenazole) DU S MEHER R TRT A — (3— ZREE/KMH IR ) Al 8 PR B Bt 2% R
i B2 AR fE - cuprobam BB % TR R BE R 2205485 . SRR WA R R el —
PR W W53 AL TR 0 i = P S 551 AF T R S RURTE ARt 57 KR 22 = L BB L EBP. ESBP. &
TR ACERDA  ethivim, SO HY WK R Fh A BE = 902 My — FF IR Pk e TR gy e | TR T e |
KA SR (furmecyclox) JEFRRE R« glyodine K55 2 N M BREMAE . Hercules 3944,
hexylthiofos. ICIA0858. isopamphos.isovaledione. 4l fi#% .mecarbinzid.metazoxolon.
R B JH R 73 LU R TR 1 AR EA R SO I S TP IR WN-3, 5 UKk - BRI W AL
N=3— fif 25 2R BEAC IR Jiz « 44t 2% 3% N- &3 mercurio—4— FRZRMAIE R i W X ( — F 2R 0
REFEEFIR ) 1. OCH, — F A i AU A R 2R FE 0K A IR AR L 7 SRUI ot o T J s s
ThER R CELAE R JWE B S USSR BE . quinacetol jquinacetol sulfate. [ H#
%+ quinconazole. rabenzazole. /KW ZE ] . SSF-109. J% 2500 tecoram, thiadifluor. ME
Bl thiochlorfenphim Ji 1 2 « 5 AR tioxymid. BB B8 B T = Me K A% 1 e 4
5C L XRD-563 AL L, KL EANRERTR S .

[0327] #8453 W] LL 5 A K B AL & W) 45 A0 R I B B AL < B SR I 5], W 0T R
TR G IR R R R IR T B i M, CDEA B e SR SRR i, Iy B
% (dimethenamid) . — AWy BLJ%E —PL 8L J5 TR epronaz. etnipromid. PY MeEL % | 5L 5 e
I BLE . halosafen, FURf R P CHUCR I L 28 B IR B L OB I L R IR R
Ji2 5 WOk 2 e A o ), QT g o i g R L fl A TR R bk R L £ AR R L
fenasulam, JBEHLIIZ \ flufehican | 4% I B i | 98Tt g o g W WAk IS5 5 Jig | PRI R i 2R TR
g TSI S G bk I S i RO R, 5 O ik DA 2l R 288 o ), i e 2R 22 B AR R 22 B AR R
s s FUAR S B AR LS BR B, a0 5 i T B T I B e T R S R
TR RN | L R LR e A R L | R A R L L TR R L T L S N AR TR B L
T B | P AU R R PR R R R R R S R R, W B B LR | pyrimisulfan
AU ML Tl (sulfonamide) SRBRW, M5 R L Bl R « fenasulam M2 SR R
PUA B EBR B, A0 XA 22 Bl 5 25 PP R SRS B B ), R RV 22 L2, 3, 6-TBA ISR B
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B AR R R A R ), A UL R W K R L A A R R SIS I R,
Mk 5 Q00 2K — R S IR B0, W BE AR S It iE PR R ISR B, An S ML e TR — UL W PR PN 28
FUILLIE 12 5 PAEIbK R R SIS B e 1), 2 S s R 10 A S PP W B R 255 ik T B 591, — PR,
CMA. DSMA /S JHERHH (hexaflurate) « MAA. MAMA . MSMA . IV fif i 40 T IV it B 4 5 5% FPY G 5k
ROl 2 ), G A R S B L tefuryltrione Fll tembotrione ;2K 3R ke
ST TR TR S o B30, TP R N R Ll 5 2 2 PP R IR 2R R R, AN LR | carboxazole
chlorprocarb. F& R . fenasulam, & R AR 5L R 28 & F B IR MR 2SR 550, Wie sz R
BCPC. carbasulam XU BEHLEZ . CEPC. U R VEUARNZ R  CPPCL IR % e 7 EH 32 T8 &3
B2 T R RN K LR 3 O 28 B ), R BK L T 2R B L 475 81 . cloproxydim,
W ) A2 ) A R L g 5 AR T ) 5 AN T S A A8 [ ) e S S
WA B I 5 P I IV fie 288 o 5, 0 R s S 0 [ R B | £ lumez i 38U R TR 3R
B FPE G s A SR AR EH], T MR T SRR EARR LT Hm A R TAR
N AR R methalpropalin, FIE AR R 2 fit 5k RGN B 20 UK RGN R TSR R ;=
B i Ty S B B3], s SRR L AT < AR TS« ML S Y R SR Y . DNOC il Sy T 5 i — 2K
MoK S B B0, G U B TR 5 A ik 2 TR TR SIS B S ), G — U TR L N B TBE | PR B B L P 4R
BRELIE  ELRLBE . etnipromid. = VA E K 2R TR LI R IR | SRR K L AR BT IR
halosafen. FLEA TR B ELBE . = 5 T S BEA £ 50 5 5k s AR &2 9 IR R 2R B 557
WU B B B 5 Ak TG T T I B, T alorac 25 VR R 25 AL L FR A R« 7S S 74 il
Rt AR VR S SR SMA R TCA DK M hk Il S o S0 751, QK L 8 R 4L DK el L PR ke
TR | PR AR TR R R RO s £ R R JEATL B B, s AR R A | SCPRATS Bt R
DL R 2K B VB IR B L B VBN SRR A R AL IR 5 G SIS I 5], T bromoboni 1 YR 2R i
FEMUENE O « 1odobon i LRI JTE RIS M B i 5 A0 ML [ Bl), PP 2 e g L Y5 L% |
i SR U S B M I A L 2, 4-DEP . DMPA. EBEP . SR A S0 e 55 H B ANIR B ; 2548
FERFRIELH, WIR MG R 2, 4-DEB. 2, 4-DEP . WA R L R ZEFA HNELE L etnipromid.
fenteracol FURGARELIE ; R4 IE LTRBBREA, U1 4-CPA. 2, 4-D.3,4-DA. MCPA MCPA- i &
KRN 2,4,5-T s A EE T B 2BBR B, 1 4-CPB.2,4-DB. 3, 4-DB. MCPB 1 2, 4, 5-TB ; 48 ik
PR IR BR LT, Wi R \4-CPP. 2, 4— TN IR VKE 2, 4- AR 3,4-DP. 2, 4, 5- AR 2 [
4 ANBRFRE 2 B 4 AN 5 7 B RAIE AR LR ER], W chlorazifop HRELNS .clofop.
TS R B R R R R RS WM R R T M R R L AR R G L SR B R Ltk
TR R KB AR R 5 W8 D eIk B i WG W OR R RS E R RN trifop ;K
IR, W R R AN RS R I I E ), At O L R L pyrasul fotole R
M4 pyroxasul fone Fll topramezone sk MEIE AT [ ELF], 201 S5 DA IEL R A ILG B gk s kiR
R, BRI pyridafol FHRATLRE AR IS BR B, WHR 58 AR, dimidazon,
FMKIEELEE (flufenpyr) « — FIA AR SRR Sk (oxapyrazon) Fl Pydanon ;HHERE SRR
R, W = MEREER v cliodinate . —SUILIE BR « JU0M 48 « U L 1 5 E (haloxydine) (Ef
F5E L LI UL E RN R SR B8 WENE % RBR B, 40 iprymidam F1 tioclorim ;
TR RREF], WP Diethamquat \FEZZ Al  BOR PR AR PR AT Al 4 Q2 2k A IR IR
FRERELF, W FRIE KR BLE L HEEZ B EPTC, IS AR B EL . isopolinate.methiobencarb.
R ELF L PEBLPE  pg B R R P BT S B R BLPE A PR B A K B s BRAR
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T I R 2 B B 711), 40 B KRS EXD S KA B IR S B S 511), K L 5 — R SSBR B,
S SR R R RS e AR R SRR R, s R T AR R R
PRI S RN (T~ RE ) B2 S NPT B SN I 2 SN () P NG5 I I CINYTITEEEBE O & S IRE e (1 B 0. 3
PR AR 2 — R S R W3], 2 () e A TR I b KO8 DT OE L PR B R T8 s A AR
=% (methylthiotriazine) ZEEREH, W55 Kifr B B AP BT BOR I 5 L5
B PP LI U R R 2L B IR SR BEF, 4N ametridione. amibuzin, R, T
P R ] 2 g el R M ] 5 — MR SIS o R, A SR R | M Ll Epronaz R G B =
e ] 245 [ B, 4 B2 M B . bencarbazone . W i B TS L S P B I | T T L R L R
thiencarbazone—methyl ; = W J- W IE S48 [ B3], SR Tl B i« 00 SeUibt e Jjg U R e e
PR 2 Tl L it WA g | T g B Jl R pyroxsulam 5 iR WS IE SIS o 501, i DA RS L L ok
5E~ flupropacil. F g IR ELE MIRESLE 3- JRILPRIENE S PRI BRI, Wik R
[ PR35 I RUSUIR S L L« R SE B L SRR | A SR ERE L moni souron FIHLSERE s KEE
RS R EF, 41 anisuron BRELFE  SUUREE . chloreturon. 4% 22 [ Al B AR B A 55 1% |
LY 7 N QN N [ N N TN N ] N NN ) - K SIS B B N - ] T
BB AR SRS I KB BN o R IR 5 L B | DU R o R 2 e 5 W e L Tl
[ | 8 R L ey IR U 7 4 S o N T 11 Z NS 3 - 1 a4 - N
W I i L T 58 T A Tt 58 Y I I e s i b g Y T e T e AR e
fi [ « orthosul famuron P14 MRETE [ | G500 Ttk 5 | LG s il 5 AL Tlk o3 PP Wobs sk o TRA T sk o
= G T 5 — MR TR R S MR S o ), S e DT I M T e T PP P e
T [ | VIR [ | TR T [ | TR | RO T R = TR 5 LR SRR R, T
Ve TR Ry T WERE (tebuthiuron) | VR GRURE R SR [ RHOR 73 28 B R B30, 20 TA) A i L
PR TEE s I ) o SR R A 2R R UM | T K L 2 ALY . cambendichlor . fX
B hE G S KR BRI (BR PR SRR . CPME . F My L 48 SR IR P B 2 OR
(endothal) \ MR B 5URE M« 60 A TR 2 ) PR 2 O « e 2l A e | S ot TR P 1S ik
UL« OCH | B v ] W R R\ WiaR W ] o Sy B4 Sl | Ji R R 257K« pinoxaden,
PRI o 2R« W I g gk L BN 1Bk L K BRI R AR L Sulglycapin WE MBI K ELIR
= . tripropindan FI5IETE (tritac) .

[0328]  E % HUFRI AT LA FH 5l i b A4 65 AT, I 2eqb S 4 B2 I K () 34 FRBURF LA (b
(17 BEASHB DR 1) M B B PRy ) Pl 2 K 2 B 8 22 sk vl i A LA H o
2B I 7= S B R SR B A AR AR AT AT o IR LU AL AR
JE VP IR, Hoan RS 22 A ek e, ARG PR/ S B BRI e S E A T
PRI, ZEE A B P Sy A AT HAS 30 SRR X, S S ] P of /sl B 2 ] LU AT/ B4
EIX LAl 5
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