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(57) Abstract: The present invention relates to a compound containing N, S heterocycle and having nematocidal activity, prepara-
tion method and use thereof. In particular, disclosed are a compound of formula (I), or optical isomer, cis/trans isomers or agrochem -
ically acceptable salt thereof, and preparation method thereof. Also disclosed are an agricultural composition containing the com -
pound, and uses of the agricultural composition. The compound has excellent nematocidal activity.
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ARG K MEAN GBS, B IIT G T — RIVG RIS, BT 2¥
ARG S N S R G, fEIIEat b, R ASER T AR W .

5k e X

ARiE “Crobidk” AR A 1-6 DBRIS T I BB BGOSR, BlanH k. 2256, N,
NE T3 3 TaE T2k BUT 3k BERLEEH .

AR “Cos Mk FHAT 2-6 BRI T 1Y EBESGCRERIME,  (l 2062k 2k, 1-
Nk RN -T2k, 2- THRdk. B UEEH] .

AR “Cos BRIE” JEARAAT 2-6 DB IR T I ERESGCRERI SR AL, (10 2Rk . IREE L B0
FAUHEH

ARG “Cos MEIE" FRAAT 3-7T DBRIS T HIPMREEIE, BIIIPRAEE . 3T 26 IR 3
OBk BABESE . BRI

3w

_8_



10

15

20

25

30

35

WO 2014/117677 PCT/CN2014/071316

Rl “Cor EEE” 18EA 57 MRIEF 1. HA— DB A B RIPRIAR, B
HdE ., HOMmIE. HBERIE. 1, - E Ik, 1, 4- 3R 3k, s8I,

WASCHTH, RE “Co BB 8 B 1-4 DRIE T B8 B B S, 1 4 F 4
CEFE. NEIE. RINEZE. THIE RTEIE TS BUTHAEEE. BRI

Rl “HE” fam. & ). Bt RE “xRE” FeAREA R — A2 A B
R FHRRHIZEE], Bl =m . ER . BRFHEIE. SRS,

Rk “H7 80 “HR” IRIKM BN

Rk “HH” IRERITIR MG B R 7 20— AN R AR DR, AR A, W,
AR EAEET 4 NS AR 2 ANMER/BOR T 2 M. BRAEFAME, AYERT LA
(R B ANHOFN R B850 4 AN LRI R 3R

Rik “HER” FEMASCE 2RI — IR

WARSCHTH, R “5 Jusl 6 JLAMIE” 85— el ME AR A 2R 71 T
JCECNTUHN, Ut e WML . MWL ML, MEREEL . mippdeL. mEwg L. PYSUMiE
FEOMEMRRL . 1,2, 3-ME MR 1,3, 4 eI BE 1, 3, 4T eI A

R “HEHMIHR” B RP R R D DRI R,

R “HFHRHR” BRI HFHEI AR

WAL, RiE “8 J0R 12 Jude05 IR " QG R I JE . 2R R mEmy B gl 2k |
WEDRRSE . RMEMRIE . Wkt ORI [ R . RIR [ mEME L . ZRIF [dImEm It . DR F
(11,2, 31ME ki, WKW IR (1, 2-al mbmE L. MRl . MEWRIRREL . MR, PIRME .
1, 8-Z5me gk, w11, 2, 3] =WE-4 (3H) -3-FE2%%,

ARG IR () 3 A B AR R A B W “ BRI SOR BRI 107 DA S W ) 2 A T e |
FARERETEAR: = TSR, . BE. &, Coefti -, Cofit, Gl
FL Coodk. Coobidldt. R Clobid. AR Coodidk. pifR CoobIL. AR Cio bt 2k
R FE . T, FIH. Cre BEAIE-Cre btk Cre BB IE-FRIL. FRAPI . Coo FE-H
ey Cos M-I, Cog IPUIE-RIE. Cro biE-RRALIL . AR ML . PRI BRIEEL N,N-
TR R . BER AN AN A KR Cre KR CrebidE. Cre b LR
Cio ot HE- B I 1R BRI Py EUAC PR A% F R« PR B 2k B NN HH R R R R A 5 s Bl AR
R I 2 A Tk BN A SR BT EAR: B SR AR SFs. OCN. SCN. Crebidk.
Cro KRBT Cos ity Coo MIRMIE, CoofIE. Coo WRBIE, BBIE. FBIE Coupidt,
OR'. NR'R’. C(0)R*'. C(0)OR', C(O)NR'R’. SR*. S(0),R'. S(0),NR'R°. 0C(0)R". OC(0)NRR®.
0S (0) Ry 0S (0) ,NR'R*s N(R)C(0)R". N(R)C(0O)NR'R’s N(R)S(0),R 8 N(R*)S (0) ,NR'R* &%,
Ho, PriRf R R RS RUME XFEIRT, mohy 18 2.

KRG LS — DB EZ DARFRA L, TR DO ER . SMEER Y. $
XTBRAR RN SRR A S R R A B TE U . R AR AR AR RR L, B
T B PEUREE I o BN IXRRASKE R A ol T = AR A B A A, IF BT
AT RE R IE ' e A8 A4 A 0 WA TR 5 P R0 4 Bl 73 2B KA S I LS AR AR R T 2 N e AR

_9_
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W RS I BTAT A

A WIS P oI A e O

R ARSI 7 8 AR WSR-S 2 (D Fros &4 ik
G HOGZE R, Wk R esR 5% Erl ez mth. A N S A4, BfA
WERRG RN, HRg& Rk . e k.

ARG A2y B EZ AR TR 3 00 I B 78 TE R 46 B 2 7 b AT B 52 1 6 i
N TR . B, R K. SIER, B (D KIS R R
IR EE B FE TE AL IR T ) B, B an B R AR . BRI AR . BRMRER. IR MKAEFBAEVIRE
B, R ER AR, KRR AR

AR W IS PR T e AR R K2 MR MR 7 AR R AR AR UL B, R
A HUR” & B B ia A SCHR B B R A &5 A2 26 SRR T4 o i e

MY R e R (HART) : Reidd, iAW 454 0 (Heloidogyne
arenaria) « @y MR 454 L (Meloidogyne chitwoodi) « H /MK 4548 L (Meloidogyne
exigua) « b TR G4k 1 (Meloidogyne hapla) « T TR G54k 1 (Meloidogyne incognita) -
JNEAR Z5 E . (Meloidogyne javanica), MILEM 4GS R (Meloidogyne); fRFEL N,
LA 4 48 1 (Globodera rostochiensis) . L2 %k (Globodera pallida) « A
B G R (Globodera tabacum), I C L MR (Clobodera); & H, WARHK
g2 i (Heterodera avenae) . KNS HUEEL H (Heterodera glycines) . TSRl L R
(Heterodera schachtii). =W EHIFELL K (Heterodera trifolii), ML RE&EHE
(Heterodera) ; Phg&m, Byt & & (Anguina funesta) « /NERLZ B (Anguina
tritici) ML E R L g (Anguina) ; ZERIMZEE L, W/KFE TR B (Aphelenchoides
besseyi)  BWL.AgWg V)4 R (Aphelenchoides fragariae) . %1618 J) W (Aphelenchoides
ritzemabosi) F1 H 2 ¥ J) £k & (Aphelenchoides) s W] & d, 1 7% ¥ fl| 4k &
(Belonolaimus longicaudatus) M &5 04 R & (Belonolaimus) ; ¥A2eH, Wi k4R
W (Bursaphelenchus xylophilus) FAIL e g )4 )@ (Bursaphelenchus); H 4,
MR G (Criconema) « /WAL g (Criconemella) . 4% g (Criconemoides) F
IR R (Mesocriconema) s BRZEEH, W EZE& H (Ditylenchus destructor) « H
WL (Ditylenchus dipsaci) BB =2 M (Ditylenchus myceliophagus) FH. & 2
et Jg (Ditylenchus); HEL UL, WHELE & (Dolichodorus) : WEHEE HL, WXUE IR HEL
W (Helicotylenchus dihystera) . % w8 hesk i (Helicotylenchus multicintus) FH
CIRIEL R (Helicotylenchus) s BHEHL, WMLk )& (Hemicyceliophora) 7145 2
J& (Hemicriconemoides); &M, WIEHE LI 417 2k i (Hoploaimus columbus) R H &
My & g (Hoploaimus) s ARG E B, W52 Bk & R (NVacobbus aberrans) . '© %
Bsk W Jm (Nacobbus) ; BFE R, Wik KEFE R (Longidorus elongatus) FE K EF 2k
WU (Longidorus) s ¥TEEH, WNET & g (Paratylenchus) s WRIGE Rt R ALk
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W (Pratylenchus brachyurus) . WHEREAK L R (Pratylenchus coffee) . T AKFEARL R
(Pratylenchus zeae). R AKE B (Pratylenchus penetrans)  FIL AR g
(Pratylenchus); ZFALEH, W FF L& (Radopholus similis) MIILE F A4 DR
(Radopholus) ; WIBE W, W' BEIRL R (Rotylenchus robustus) MILE W B4 LR
(Rotylenchus); HRAREH, R IGER L R (Irichodorus primitivus) F ¢ TR 2k H
J& (Irichodorus) ; WBAvEH, Wi MR £ dL (Tylenchorhynchus claytoni) N5E
AL B (Tyvlenchorhynchus dubius) I © ALk )8 (Tylenchorhynchus) s F S £k
qU, A RS CE 5 R & R (Tvlenchulus  semipenetrans) A g /N ) & U8
(Tvlenchulus); S\, tEM SN R (Xiphinema americanum) bRV &4 B (X7iphinema
index) . ZLBONE& B (Xiphinema diversicaudatum) P84k B )@ (Xiphinema) »

KR RGP ICH XS I M &5 2 R (Meloidogyne incongnita) 1 A HIBT i
BOR

B A R WA VR R 2 R AL B )

PR AS S B R A It LA R B 7 VR A R 2 HURI A B4 IR LIS PEAL S ] U Y
v i Bi T2 TN 1 IR S I 71 I 7 7 IR 1 N U 4 I ¥ 1| NS By G X7
FUR G RARHIANG BT EL, 2 WP BZE . H TR AR B T7 . e &
—YAE R, BRI EERI AR AL, LUK ULV %55 (Cold mist) Ml#hZS (Warm
mist) il 7.

LRI S AR TVEA S, B, SRR A ST SRR S, XY AR
AR SR A R B A B R R SR Bl A, O T AT e P 2 T v ek ) RIS A )R / 8 2 SR/
EVR( OV 795 % 1| AR B BUA R N 57 o il L P < v R S N A ER (Bl

MBAAREIERRE A SRS, AR EREGWEN, W &R, Flin WK, FRa
BiEZE SAHDT R SSEULRIIE IS, BlnECR . Al S e, MRS, FanEs
s, i@, BER, Fln Rl R UUCEATTRI BRI IR WL, a0
I B, WIS T R O s s AR ), B R R TR R
WA, BLAIK

AL SRR BB, 38 B AL WR N S TR B SRR AR, ) =R IR e )
LUTESEEATIY o SN a I VAT SN = K 7 = 38

[P A A T T BRI ORI 0, Bl = R WA Ao SEMEE L Bl
T B s FNEERE A T, e B B IR . AR AR R . Sk
11 AR AR R BRI (R R0 2 SR RAR B A, flan i fidfn . KBRS A ilafE s f, L
L ARG HURDE & BB, A ARG an e AR RS . #rae . S5 oKH T FIRE SR B R

faray
S5 o

AR T AR B 7 A LA W] F AR SLAL AR/ B3R 1 R o 5 A 2R 4R M- Hig W IR TR 2K
RECI-NENTIEEESS, BIIGey SR £ WP iR, B RRNR2R, PeEOIRIRR, J7 AR
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B LR VR KRR = o A3 IR LG AR T 3% AR PR 5k PR VR0 FR L 4R 4 32

LEFHIFRI AT ARG 7R, (0 R F R AT 2 3 A LUR R« BORE B LI X R AR R )
ZRYy, Bl h Ak R OIEFERERER IR TR NG .

LU B EALgRl, g SALET RIS L ALYk, R YRk
SRR E YRl AR B EA, wek. &. M. H. Bh BRER .

AR B P IX Be3E VAL S ) ] 5 AR TEPEAL S ) PR G AR AE T e AT IR R il ol 7] o
B I ) 46 R A R A e, XSS R A A R R R R R
BRI AERKIEINAE . REHRFIERS, GBI HAEF IR, SRR hi%
LW R, B YR R .

AR, AR W R S A S AR AT 5 18 R85 ) e — R S AT A TR AT TR A ol R
B IR L) 5] )2 PR A B o, XS AR i T A S U E R S8, B TIE AL
YR GE M, WAL G

TX G SR oA o TR R R A A S R 0. 001-99. 99 T %, Uik 0. 01-99. 9
HiEY%, FLE 0.05-90 EEBIIAKRHIEEAGY. TSR EUE R gL G )
(AR BRI AR T R RS BB N A8 3y o A )28 rh RS AR A A 0 AR B R A 0. 0000001-100% (g/v)
IR 0. 0001 5 1% (g/v) 2218l

A WAL 5 W) e ) 8 07 1

ARWLE (D) Brs B YT @al i B 78, SRz a4, Bln s Ny, %
AN Bk PSR SOVIRE . BN PTREIN RI AR AS T AR . A R WIS Yie
AT DU 70 A U B 5 P R (0 BA 3 2 0 & R BT VA G R ke i 7 (R R I IX R
(K1 ] B AS A B B s K B AR N 525 2 (R REAT

TEA R B3 ik, & ROV F EE SR, RVRE 0~60°C (PLik 20~40 °C)
T SOSRTRIE S A 2~24 h, #EHh 4~12 he

SN BT A HE ((HIFABRT) . =40 RN AR = Ol IRIE . DR .
NGBk . N—-HHREN bk . = 24 ki (DABOC) 1, 8- &% ¥R [5. 4. 0]+ —%-7-%: (DBU) .
1, 5- "84 ¥ [4. 3. 0] F-5-4i (DBN) . TRIREN . TRIREA PN, IRIREY . BKIR 00 . IR IR 4
AEAE . AR, BB, S, B4 E

E—RIEGI . ARV ER A & 8t R NP BRI TR A

N H ﬁ T\ +
RNH + [n] + s, —= L/Q—N—C—SU BTC —= @Ncs
E F A

R, Ly Qb e s

(1) FEMEHEAER AR B, fE— il (1 20~40 C) F, BREEY. =44
FER ZARAGTR )N, A5 BB 8 8 A K F LS9

(2) FEMEHEEF G Ah) B, E—dE R (W 20~40 C) F, #20F A& (=&
HHJEE) B BRIR S B, AT A 3100 L4 28 A AL G40 6
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Lk, Prid ks bR

(1) $530 E LAy Tl mAm, A= i, PSS, SR MR ek,
TLC PREF MNRERE, RV EA A, g, AsEBR ey,

(@ #530 FALEPIn GRS, KA BRI (=S 2E) B IR R (B BTC) IS 4
B e, ETEM N, TLC BRESSNVEERE, RVETAUE, E, B, RUER
Wi, FERMr BRI OB A LS.

1ES — kb, Ak B3 2 (TI-1V) B s A6 &4 T @ o~ i 773 6

X

R
|
BrCH,(CH,),CHBr| | Q. \ o
ct .
n
R )
X__R
J§
Q-NCS RCH,X |CIC(O)(CH,),CH.CI| Q. s
4 c2
o n
A B (m

CIC(O)(CH,),C(O)CI ,_/Q~NEES
c3

Figssslrb, L@ XOR R W EXCh B 3, n Jhy 0-3 IHREL

(a) FEL (AL BISE) AT AE 1, AEMEPER) (n DME) B0kl A (b5 550 B
WA =R (W 20~40 °C) NREAT R B TR], IR B G4 (A% R NR )
AR5, RYNIZR VA 5

IRJE R IR SRR ) 5 2K CL ARSI iR 5 (1 50~60 °C) 1 BEAT Je 2 — By
[a] (4 2-10 /i), AR 20 (D AL a4, ki, 2530 CL ALaYRMa R )q, &M
BEIAVKIKA, Rt i A e, i 21K (LD AL 59

(b) AER (AL B (AT AE 1, AEMEPERSH) (n DME) B Rl A (50 550 B
WA =R (W 20~40 °C) NREAT R B TR], IR B G4 (A% R NR )
AR5, RYNIZR VA 5

SRJE R IR A B S PR ) 5 2K C2 AL A IAE — e (W1 20~40 °C) 1 S bi—BEi Tl (n
5-12 /pI), MR TIDALEY). Jiiki, 530 C2 WaW R ME )G, R iR {3
AVKARH, Rt iR AR S s, AR 2 (TD A S

(c) FEM (AL BISE) (AT AE 1, AEMEPERS (n DME) B0kl A (b5 550 B
WA =R (W 20~40 °C) NREAT R B TR], IR B G4 (A% R NR )
AR5, RYNIZR VA 5

SRJE KGR B S PR ) 5 2K C3 AL A IAE — e (W1 20~40 °C) 1 S bi— BEi Tl (n
5-12/pp) . MIARFRI (IS, ik, 550 C3EWIR M AT AR, 1R POREIA
VKA, B A RS, AR TTD S,

13—
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15—, B W) AEdeT Lad an kS R

X R

oL

. o;1$ﬁ? + R3-CHO —
am H

FER&AA, Ly Qv Xo RMR W Exer e X, n i 0-3 FHRHL,

(d) TEMETEWTR) (an DMP) H,  PABRL (U = LR 58) EREAL A, F— i & (i 20~40 C)
~, BRATDUEYM ST MEWRN, RNEWRE, BB rEAERELS N, F0W0s
LI

i ESg N BB, TR AEW BEW IR NS — R =Y, Bk

Xx_ R
"

0., 4,
R R) = S an = (VD) B I A0S W S 0T B A H ﬁWD,WWﬁWD
Xwﬁ

LV LT S

ik, FEPTIRI MR E Y, BTk R = Y& o 10-99.99 wt 2 BUfE
Wby 20-90 wtbo; HEAEHMTY 50-80 wti.

Bk, KW AR Z R A )G, BT R B RO AR R DO L AL
E SRR A ) HAR AT R — P

A A ARSI, M D AR R W] o YRR, X S ] AR T WA e W]
1AM T REIA S PR E o R 25 if] AR E W RAR SR S g ik, R 1 I
FAF, BUHEZMENE) TR & BRARS SN, AU B R

SERER] 1 2- (1-E - 1-F R FEE) -3-N- C-& 5 3H) -1, 3-HEm—4-7H
11 )46 2- 255 S5 o s R i

F N F BTC F

¥ 1,11 g (10 mmol) 2-FR AL N 3. 36 ¢ = 44 W (30 mmol) AN 15 ml A,
PEREAT 2 W fE, W 45 ml ZHitbmr, =M NN . TLC BRES N, fF 2-5 K% X
Niseay, i, T AR ACIRE AR, HEIA 30ml &, BT RREE, R
0 °C, ZEM2 M 0.99 g(3.34 mmol) X (=G HE) BkIRAE (BTO) 1) 10 ml & AHH, INEE,
FHE R RN, TLC RN RNVER)G, EIEREAEY, 2R, 1o
£1.23 g, RagitBEEHT T2,

1.2 4% 2- (1-FEE-1-F R E8) -3-N- (2~ 7 5E) —1, 3~ 1 Mg~ 4]
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. NN ©
KOH/DMF
L g 22 (e
NCS o CIC(O)CH,CI NN
F 0)\/

¥ 0. 56 g(10 mmol) EEALE M 20 ml DMF o, HiEAF 2 BB, A 0.5 g5
mmol) F &k LR W EE, B&4 0 °C, N 0.765 g (5 mmol) 2-% 3 F o5 HURBE N 5 m1 DMP
B, ke, FHEREREERN. TLC BERMN, £F 2-5FAR R RN K N e 4, MR
0 °C, ZZ12iW§/m 0.565 g(5 mmol) WM LM, MEE, FHE R EWIMN 8 ho NI A
koK, KRS A, Sk, LR OTEELS S, B AR, IR 81%. 'HNMR (400
MHz, DMSO-dp): § 7.67-7.54 (m, 2H), 7.40 (dt, J, = 15.1 Hz, . =8.4 Hz, 2H), 4.21
(ABa, J.s=16.01Hz, 2H), 3.73 (s, 3H) ppm; “C NMR (100 MHz, DMSO-dy) : & 173.37, 172. 19,
165. 59, 158.97, 133.76, 131.88, 125.73, 122.38, 116.78, 112.41, 76.42, 53.01, 32.37
ppm; “F NMR (376 MHz, DMSO-dy: & -122.65 (t, J = 10.4 Hz) ppm; HRMS (ES+)
CosHFN,0,S (M+Na) ', Tl 315.0216; SEillf: 315. 0218,

SEHEF] 2 2- (1-F - 1-F R FEE) —-3-N- (4-RgE 2 3) -1, 3-BEm -4
NG O
ON o _KOHIDNF ON \\1//( _
\©\NCS+ Ncﬁg CIC(O)CH.CI \©\N /s
0)\/

A=A B R T e B U IR IR ) o 5 T VR S SR L AR L L R, AR RAE T, H 4-
TiF 3 R AR 2- SR ke

¥4 0.56 g (10 mmol) EEALE M 20 ml DMF oy, $tEAf 2 B, A 0.5 g(5
mmol) HJE LM HIEE, B2 0 °C, Wi 0.9 g(5 mmol) A3k 753 F R SUREEAY 5 ml DMP
B, ke, FHEZREERN. TLC IRERR M, fF 4-HEERE R EIREE R e 4, B
20 °C, ZZ12Whn 0.565 g(5 mmol) WM LMES, Mk, FHEE WK 8 ho ¥ S M 5]
NUKAKH, KENTHEGEE, S, LRABRELSES, FEEMBE, KR 79%. 'HNMR
(400 MHz, DMSO-d): & 8.41 (d, J=17.4 Hz, 2H), 7.80 (d, J= 7.3 Hz, 2H), 4.10
(s, 2H), 3.73 (s, 3H) ppm; “C NMR (100 MHz, DMSO-d,) : & 173.68, 172.68, 165.67,
148. 91, 140.96, 131.79, 125.00, 113.09, 76.23, 52.95, 32.89 ppm; HRMS (ES+)
CisloN;05S (M+Na) ', THE{H: 342.0161; SZillfh: 342.0165.

SEME] 3 2-(1-FE-1-F P -3-N-3-& ) -1, 3-BEm—4-H
N ©
O\ KOH/DMF }( _
CI/©\NCS+ NC/\[or CIC(O)CH,CI CI/©\N /s ©
O)\/

3G B LRI 026 7 5 S B 1 A 11 L, RRAAE T, 3
A 2~ AN
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¥ 0. 56 g(10 mmol) EEALE M 20 ml DMF o, HiEAF 2 BB, A 0.5 g5
mmol) #H & LM WS, % 0°C, Wiln 0.845 g(5 mmol) 3-5 KL FA FUREEA 5 ml DMP
B, ke, FHEREERN. TLC RELRMN, £F 3-SR KB RN K N ear, MR
0 °C, ZZ12iW§/m 0.565 g(5 mmol) WM LM, MEE, FHE R EWIMN 8 ho NI A
KoK, KM B AR, S, LR AFRIE S, AR A, BOR 65%. HNMR (400
MHz, DMSO-dy) : & 7.67- 7.41 (m, 4H), 4.06 (s, 2H), 3.72 (s, 3H) ppm; “C NMR (100
MHz, DMSO-d;) & 173.78, 172.86, 165.82, 136.51, 133.81, 131.32, 131.11, 129. 90,
128.89, 112.88, 76.24, 52.89, 32.67 ppm; HRMS(ES+) CisHo®CIN,0,S (M+Na) ', 5k .
330. 9920 ; 924 : 330. 9925; CisHo ' CIN,058 (M+Na) *, TH 5118 : 332. 9891 ; SR : 332. 9897,

SeiEf] 4 2- (1-F( E-1-F i FES) -3-N- (2-F-4-HEEFKE) -1, 3-Bm—4-F

N
0 koHpmE ~° N\ 7
+ NeYON /| o—
CIC(O)CH,CI N
NCS (o} S
F o)\/

F

29 —4- WA AR B il S IR MR I ) &6 7 vE B S Ttife) 1 P B8 1.1 2R, AN AR
T M 2-F-4- WA FE R AR 2- %A

¥4 0.56 g (10 mmol) EEALE M 20 ml DMF oy, $tEAf 2 B, A 0.5 g(5
mmol) HIE LR HAE, %4 0 °C, Wi 0.915 g(5 mmol) 2—F—4—H 4 5k 5 3k 7 1 B0 % i
[F) 5 ml DMF ¥, Inke, FHREsE RN . TLC BB, ff 2-5-4-H E IR I 70
SERWE R NS4, A 0 °C, Z218WN 0.565 g(5 mmol) S L MES, Ik, THEZEEE
KN 8 ho FRMRBIAVKOKS, KEMHOREE, i€, JRIBEEL G, A0
fmA, R 78%. 'H NMR (400 MHz, DMSO-dy): 8 7.45 (t, J= 8.8 Hz, 1H), 7.06 (d,
J=12.11Hz, 1), 6.92 (d, J=8.8 Hz, 1), 4.30-4.05 (m, 2H), 3.83 (s, 3H), .21
(t, /=7.0 Hz, 3H) ppm; “C NMR (100 MHz, DMSO-dy): & 173.45, 172.68, 165. 21,
163.02, 159.62, 132.22, 114.80, 112.51, 111.45, 102.51, 76.69, 61.79, 56.55,
32.23 ppm; “F NMR (376 MHz, DMSO-d) & -120.25 (t, J = 10.4 Hz) ppm;
HRMS (ES+) C.HL,FN,0,S (M+Na) *, iF & {4 345.0321; S2ill{E: 345.0322.

SEHEB] 5 2- (1-FFE-1-F R FEE) -3-N-BRARHE-1, 3-BEM-4-H
5.1 il 4% BCR e

I K,COs(aq)/EtOH
\©\NH2+ ©\B(OH)2 Pd(dba)(zlcFI’)Ph3,Ar " NH2

¥ 2.18 g (10 mmol) 4-HH A . 1. 464 g (12 mmol) ZEAER. 0. 157 g(0.6 mmol) =2
FEREFN 0. 115 g (0. 2 mmol) XL (MR IE NI 4 A 10 ml ZFEEH, F A 20 ml (2 mol/L)
BB AR KV, AP N INRE BRI M. TLC FREZIR N, fF A-MEZRNE I M 58 4, %
MBI, WEEROE, MANZEFERMAK, EREZRGEHAHAE, R K BE
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W, KGR TR, UK, EWBORAE, FERAT B, RESKORAE 126 ¢ KRR IIH
FCE R AL I 5 S R
5.2 il 4% P R 2k 7 U IR i

BTC_ O
+ LN] +cs, —= ‘\‘\NCS

%%%#m%&%mAW%%%W1¢2 AR KL EUR IR 1Y 5 R AL, AN AR
T IR AR 2- 3R
5.3 il % 2- (1= - 1-HT R FHR) —3-N-JK 3R 2k -1, 318 -4

O KOH/DMF O N\ f
QL =y shad
NCS & CIC(O)CH,CI N
o)\/

¥4 0.56 g (10 mmol) EEALE M 20 ml DMF oy, $itEAf 2 &%, A 0.5 g(5
mmol) HIE LG HEE, BE 0 °C, W0 1.055 g(5 mmol) BARIL F R BIRESH 5 ml DMF
W, NEE, AR =R RN . TLC BRER R N, I a2k il U IR s S N 58 4, 42 0 °C,
2212 N 0. 565 g (5 mmol) W LWES, nhe, FHEZREUWR KN 8 he & M F AIKK,
KEFHEAEREE, diE, CROFREL S, FROME, & 65%. T NMR (400 MHz,
DMSO-dy) : 6 7.82 (d, J=8.5Hz, 2H), 7.75 (d, J= 7.2 Hz, 2H), 7.55-7.37 (m,
5H), 4.10 (s, 2H), 3.72 (s, 3H) ppm; “C NMR (100 MHz, DMSO-d;) : § 174.01, 173. 20,
165. 98, 142.45, 139.44, 134.56, 130.32, 129.52, 128.52, 127.85, 127.33, 112.79,
76.40, 52.86, 32.68 ppm; HRMS(ES+) CiHuN,0,S (M+H) ", {4 : 351.0803; SZil{H:
351. 0807,

i%%GZ%P%ﬁlEWﬁW%BN(ZﬁZ’ﬁ%ﬁ%%%L&%%%ﬂﬂ

l KOH/DMF
o + N _
NO: NCS 0 CIC(O)CH,CI  NO;

F

2-F—2" — A FE IR M%&%m%%ﬁﬁ%%mm5mﬁ%5z FAh, ASE S
T, 2-5-2 SRR AR R M o 252 — A S IDE A e 1) 1l 4% 5 ST A 5 19 20 IR
1R, AN ST 4B -2-F A A AR e, ) 2- Al 5 R A & 2R A IR

¥ 0. 56 g(10 mmol) EEALE M 20 ml DMF o, HiHEAF 2 BB, A 0.5 g5
mmol) HIE LG HIEE, FBE 0 °C, W 1.37 g(5 mmol) 2-%—2 " —fiFf 2 6 25 22k e 0 & 8 i
(f) 5 ml DMF %W, Hnbe, TR E SR N . TLC MRER RN, £ 2-5 -2 — Al 3L D2 IE F 0
SERWE R NS4, MEE 0 °C, 228N 0.565 ¢(5 mmol) S L MES, Ik, THEZEEE
KN 8 ho B MRBIAUKOKS, KENHOREE, i€, SRIBEEL G, AE0
gk, W& 60%. 'H NMR (400 MHz, DMSO-d,): & 8.10 (d, /= 7.9 Hz, 1H), 7.87-7.49
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(m, 5H), 7.35 (d, /=8.0Hz, 1H), 4.24 (ABq, J = 16.6 Hz, 2H), 3.75 (s, 3H) ppm;
“C NMR (100 MHz, DMSO-dy): & 173.31, 172.10, 165.57, 159.95, 157.46, 148.65,
142. 75, 133.80, 132.61, 132.01, 130.28, 125.36, 124.96, 122.24, 116.58, 112.51,
76.65, 53.12, 32.44 ppm; “F NMR (376 MHz, DMSO-d,): & -121.75 (t, J = 8.9 Hz)
ppm; HRMS (ES+) CioHFN;0sS (M+H) ', THE{E: 414.0560; SEPI{E: 414. 0563,

i%%72%k§%ﬂﬁ%ﬁ@@3N(2ﬁ3’ﬁ%%%ﬁ)l&%%%ﬂﬁ

O-,N ] KOH/DMF O;N
N ey -
NCS o CIC(O)CHCI

F

%%ﬂﬁmﬁﬁﬁﬁﬂmﬁ&%m%%ﬁ%%%mm5mi%B2%U AN [F) s AR
T, H 2-F -3 AR R R ARR R e o 298037 A 2L IDE R i 1 ) £ 5 S 4 B i 2D IR
1AL, AN SAE T 4-T-2- R AR A-TIOR e, ) S-S R IR AR R I IR

¥4 0.56 g (10 mmol) EEALE M 20 ml DMF oy, $itEAf 2 sl B, A 0.5 g(5
mmol) HIE LG HIEE, FBE 0 °C, W 1.37 g(5 mmol) 2-%—3 " —AiF 2 6 25 22 e 0 &0 8 i
ff) 5 ml DMF %%, N, THEZE=IRMSMN. TLC IREER N, £ 2-%-3" -3 BEOR L A%
SERWE R NS4, MEE 0 °C, 228N 0.565 g(5 mmol) S L MES, Ik, THE ZEEE
KN 8 ho FMRBIAUKOKS, KENHROREE, i€, JRIBEEL G, A0
ma A, WK 59%. 'H NMR (400 MHz, DMSO-d,): & 8.58-8.53 (m, 1H), 8.34-8.23 (m,
2H), 8.02 (m, 1H), 7.89-7.70 (m, 3H), 4.34 (ABq, /= 16.6 Hz, 2H), 3.75 (s, 3H)
pm; “C NMR (100 MHz, DMSO—d,) : & 173.39, 172.25, 165.56, 160.59, 158. 11, 148. 96,
142. 96, 139.69, 134.02, 132.57, 131.11, 123.99, 122.48, 122.07, 115.27, 112. 64,
76.47, 53.06, 32.48 ppm; “F NMR (376 MHz, DMSO-d;): & -121.20 - -121.51 (m)
ppm; HRMS (ES+) CioHFN;0sS (M+H) ', TH4{E: 414.0560; SEPI{E: 413. 0561,

e 8 2-(1-EE-1-FHBEES) -3-N-(2,6-—H—2 - FEEBEH) -1, 3-mEm

~4-]
_KOH/DMF
+ Nc/\[( _

2, 6- " -2 - H A R EOR A M%&%m%%ﬁ%%%mm5m§%52 FAL, A
FlAET, M2, 6- 252" - AP IACEROR L . 2, 6- 552" — A 8 156 2 Jh 11 71
#5595 PR 5.1 B, AFAETH 4-1-2, 6- T mUORIAVE 4-TUR I, H 2-
FH A R R A R % o

¥ 0.56 g (10 mmol) EAEALE A 20 ml DMF o, Fihpfl > s B, MA 0.5 g5
mmol) HIE LR HIEE, FEZE 0 °C, WM 1.385g(5 mmol)2, 6- -2  —F 4 JL I 4% Ik 7

15—
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HERMEN 5 ml DMF %%, e, FRRREWR KRN . TLC BREFR N, ff 2, 6- -2 -H4H
R R RRER R N e 4, P2 0 °C, 21230 0. 565 g(5 mmol) M LMES, fnke,
THR 2= W RN 8 he B MIRBEIANUOKS, KENH B OEAE, $9E, LK OBRE4S
g, TR SRR, W 64%. 'H NMR (400 MHz, DMSO-dy) : 8 7.56 (d, J=10.7 Hz, 1H),
7.45 (dd, J,= 18.1 Hz, J= 8.1 Hz, 1H), 7.19 (d, /= 8.3 Hz, 1H), 7.09 (t, J =
7.4 Hz, 1H), 4.40 (s, 1H), 3.84 (s, 2H), 3.77 (s, 2H) ppm; °C NMR (100 MHz, DMSO-d,) :
§ 172.83, 171.19, 165.21, 158.59, 156.61, 144.51, 131.20 , 126.61, 121.45,
113.34, 112.67, 112.27, 109.56, 76.96, 56.23, 53.22, 32.13 ppm; ""F NMR (376 MHz,
DMSO-d,) : 6 -119.80 (d, J = 10.7 Hz) ppm; HRMS(ES+) CaH.FN,0,S (M+H)", &{A4:
417.0721; SEMIME: 417.0725,

e 9 2-(1-EHE-1-FHBEES) -3-N-(2, 6-—H-3 - FEEBEH) -1, 3-mEm
—4-i

N
O F KOH/DMF O A
o o
OO ey 2 SNV
NCS o CIC(O)CH,CI N
s
F F Ju
o

2, 6= " F -3 — H AR IR A Ik e il U RR R B0 1 4% 7 vk By Sl 5 PR B2 2BfEh, A
Al e T, 2, 6- =3 -3" - HASEBOR AR IR A N 2, 6- 98 —3" — HH Al JE IK 4 e 1+l
/5 b AR 5.1 2R, AFEEAETH 4-B-2, 6- AR MRANE 4B, H 3-
AL T AR R A A PR

¥ 0. 56 g(10 mmol) EEALE M 20 ml DMF mf, HiEAF 2 BB, A 0.5 g5
mmol) HIE LR HAE, %% 0 °C, Wi 1.385¢(5 mmol)2, 6- —fm—3" —H 4 JL IR IE %
HERMEN 5 ml DMF %%, e, R EWR KRN . TLC BRESR N, ff 2, 6- -3 -H 4
SRR PSR IR R e 4, P2 0 °C, 28123 n 0. 565 g (5 mmol) A L BES, InEE,
THR 2= W RN 8 he B MIRBEIANUOKS, KENH B OEAE, $9E, LK OBRE4S
it PO, B 67%. 'H NMR (400 MHz, DMSO-d,): & 8.10-6.92 (m, 6H), 4.40
(s, 2), 3.86 (s, 3M), 3.77 (s, 3H) ppm; “C NMR (100 MHz, DMSO-d,): & 172.76,
171.21, 165.18, 160.35, 159.60, 146. 14, 138.35, 130.73, 119.77, 115.85, 112. 74,
112.34, 110.83, 76.89, 55.81, 53.23, 32.15 ppm; “F NMR (376 MHz, DMSO-d,): &
-118.50 (d, /= 10.5 Hz) ppm; HRMS(ES+) CuH.FN,0.S (M+H)", H&{4: 417.0721; =K
MAE: 417.0724,

SEHEB] 10 2- (1-F - 1-F R FEE) -3-N- (2-F K H) -1, 3-BEBE -4

F (o) KOH/DMF N -
@[ NS [ °
NCS o CIC(O)CH,CH,CI
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¥ 0. 56 g(10 mmol) EEALE M 20 ml DMF o, HiEAF 2 BB, A 0.5 g5
mmol) F &k LR W EE, B&4 0 °C, N 0.765 g (5 mmol) 2-% 3 F o5 HURBE N 5 m1 DMP
B, ke, FHEREREERN. TLC BERMN, £F 2-5FAR R RN K N e 4, MR
0 °C, ZZ12W/m 0.635 g(5 mmol) FEANMES, MNEe, FHE R EWIMN 8 ho NI A
UKoKH, KREMNTHEOREE, 38, LRABEELS S, SRk, WK 71%. HRMS (ES+)
CaHuFN,0,S (M+Na) *, HH4T8: 329. 0372; S<{E: 329. 0375,

S 11 2- (-G E-1-HBHES) -3-N- (2-F-3 -THEBE L) -1, 3-BEE-4-H

(o)

N
O,N g
: O + e
NCS

N
0 CIC(O)CH;CH,CI ! S
F (o)

¥ 0. 56 g(10 mmol) EEALE M 20 ml DMF o, HiEAF 2 BB, A 0.5 g5
mmol) HIE LR HIAE, %40 °C, WM 0.765 g (5 mmol) 2—F—3 —ild JE F 4% 3k S 1 5 % i
[¥) 5 ml DMF Y53, e, FHEE=MS N . TLC BRESR N, £ 2-5-3" —fg 3L IR L 7%
SERWE R NS4, A 0 °C, 228N 0.635 g(5 mmol) SAMES, Ik, THEZEEE
KN 8 ho FRMRBIAVKOKS, KEMHOREE, i€, JRIBEEL G, A0
s A, W 52%. HRMS (ES+) CapHuFN,0.S (M+H) ", FAI{E: 428.0716; S<illf{i: 428.0713,

SERE) 12 2- (1-FE-1-FRFE) -3-N- (3-FH &) -1, 3-BEKE
o}
N
KOH/DMF \YLO/
CIO\NC; Nc/\[c]J/O\ BrCH,CH,CH,Br CI/©\NK|)S

¥ 0. 56 g(10 mmol) EEALE M 20 ml DMF o, HiEAF 2 BB, A 0.5 g5
mmol) F &k LR W EE, B&4 0 °C, N 0.845 g(5 mmol) 3-50 %Ik F o5 HURBE N 5 m1 DMP
B, ke, FHEREERN. TLC RELRMN, £F 3-SR KB RN K N ear, MR
0 °C, Wi 1.03 g(5. Immol) 1, 3= AKE, FHE A 50~60°C KM 5 ho FFJ NN
UKoKH, KREMNTHEOREE, 38, LRABEEL S, SRk, R 37%. HRMS (ES+)
Culis"CIN0,S (M+Na) ', TH{E: 331.0284; SEMI{E: 331.0285; CiHi "CIN0,S (M+Na) ', H 511 :
333.0254; SE{E: 331. 0260

SEHEF] 13 2- (1-FE-1-F R FHg) -3-N-BeAR -1, 3-HEs

0 SUN:
o_ __KOHIDMF ‘\‘\YI\O/

NCS+ NC/\IC])/ BrCH,CH,CH,Br O U

¥ 0.56 ¢ (10 mmol) EEALA NN 20 ml DMF 71, $HidEiF 2 Wi 2%, MA 0.5 g5
mmol) HILELMRHEE, FFE 0 °C, W 0.845 g(5 mmol) B AJE A S FEHEH) 5 ml DMF



10

15

20

25

30

WO 2014/117677 PCT/CN2014/071316

BEH e, FHR R SRR N . TLC FRERR MY, RPPEREE R SR EE R N4, B2 0°C,
Wom 1,03 g (5. tmmol) 1, 3- — R AKE, FHERZE 50~60°C K M. 5 ho K[ MBI A IKKH,
KEtrh ok, S99, CMROMELS N, FEOM8MAE, E 85%. HRMS(ESH)
CaoollisN,0,S (M+H) ), FF&{E . 351. 1167; SEM{E: 351. 1159,

LR 14 2- (1-F - 1-FEE FlE) -3-N- (- -2’ - EFEBER) -1, 3-BEEE-4, 6-

o
KOH/DMF O Nx
+ NeTNON N o7
0 CIC(O)CH,C(O)CI |
-0 N"s
F oA

2-9 -2 — WAL R R et S R IR PR 1) 2 7 vk L S 5 B ER 5. 2 R, AN R
T, H 2-5-2 -FHA ISR AR ORI o 250 -2 — Al I A Jh 1 i) % 55 SE ) 5
JHER 5.1 R, AR ST H 42— R MU AR g, ) 2- WA R IR A
AN -

¥ 0. 56 g(10 mmol) EEALE M 20 ml DMF o, HiHEAF 2 BRI, A 0.5 g5
mmol) HIE LR HHWE, FKZE 0 °C, N 1.295 g (5 mmol) 2-F -2 - H A8 JE A5 3 o i U R
BER 5 ml DMF WS, ke, JTHEEFWR KN . TLC BREF RN, fF 2-5 -2 - F A R B3t
S ARER R N EA, R0 °C, M2 0. 705 g (5mmol) N —EES, THE R ZIR KW
5 ho ¥ RMNEEIAVOKS, KEHHEOREME, &3k, CBRIBELN, FEOHE,
W 65%. HRMS (ES+) CoHisFN,0:S (M+H) ', TH&AE: 427.0764; SEZMIME: 427.0768.

SEHEF] 15 2- (1-F 3 1- B ) -3-N- (2-F A F) -5 (2T 7 AR 4E) -1, 3-BEmk

— i
Nﬁzij? NG ©
/| o— Et,N/DMF >//<o/
N" s + @ - ©\N S
0~ “CHO
F 0)\/ F o)\w

0
¥ 0.584 g(2 mmol) 2- (1-F2E-1-H R H i) —3-N- (- 28 A L) — 1, 31 mk—4— il 75
T 20 ml DMF, JOA 0.23 g(2.4 mmol) ¥EEEF] 0.242 g(2.4 mmol) =L, =i FHEE
SR, TLC BRER RN o Je MRS, M R4k, LK QBEER A, 80 A4,
W 30%. HRMS (ES+) CiHiFN,0,S (M+Na) ™, TH{E: 393. 0321; SEMll{E: 393. 0327,

-4

SEHE] 16 2- (1-S3E-1-FH B HFEg) -3-N- ((4-FE3E) ) -1, 3-BE w47
16. 1 il (4-FEFL) KA 7 SR IR

OO, B — =T CL,,
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(4= 58 2k) — Rk S il U PR T 11 5 o 5 S T 081 1 v 29 2 6 S 0 S IR I ) 5 ARG ABL
AFEAE T, @R ) - RIS 2- R L
16,2 2- (1= HE-1- 1R FHER) —3-N- (4R ) —2RJL) —1, 3-ME -4 if

N
o KOH/DMF 0 N\ 7
OO ey = O
NGS 3 CIC(O)CH,CI N
o)\/

¥4 0.56 g (10 mmol) EEALE M 20 ml DMF oy, $tEAf 2 B, A 0.5 g(5
mmol) i I& LR I EE, F#% 0°C, Wi 1. 45 g(5mmol) (4-ZK4 L) R F R FRER 1) 5 ml
DMF ¥, e, THRZZR RN . TLC BRESR N, FF (4-2R5EFE) - K5 S mt 50 e & N
54, FEZE 0 °C, 218N 0.565 ¢(5 mmol) W LW, i, FHEZE=WIKMN 8 he
SRR NVKOK T, KT E A, i, O OlRELS M, 19 REmMAE, BCE 87%.
HRMS (ES+)  CisHiuNo0,S (M+H) ", H5{H: 367.0753; SEM{E: 367.0749.

Pl

SEHE] 17 2- (1-S3-1-FH B Eg) -3-N- ((4-FpR3E) —ZE ) -1, 3-BE w47
17.1 il 4% (A= HL) - R 5 7 SR iR

N N
EN BTC
+ LN] + csz —_—
NH, NCS

(4= W) — R S il U PR T 1 A J S 51 1 b 2 O i e IR T 11 5 PR,
AR AT @RI - R AU 2- R . o
17.2 2= (1= A 1-HT R T R) —3-N- ((4-ZR i hE) IR ) -1, 3-MEE -4l

H N
N KOH/DMF N N\ 7
o
OO+ wery®s o (O T o
CIC(O)CH,CI N
NCS ) 2 )\/s
o

¥ 0. 56 g(10 mmol) EEALE M 20 ml DMF o, HiEAF 2 BB, A 0.5 g5
mmol) FJE LR FHER, P4 0°C, 0 1. 13 g(5mmol) (4-ZK k) A 3L F AR F R EE 1) 5 ml
DMF ¥, e, FHEZR =R N . TLC FREER N, fif (4-FR A 480 7 00 UK B = Y
T4y, A0 °C, 18N 0.565 ¢(5 mmol) S WA, mEE, FHEZEERKRMN 8 he ¥
R EI KK, KENT S E AR, 98, 4 OmEES &, 195G RE, KR 81%,
HRMS (ES+)  CisHisNo0,S (M+H) *, &l : 366.0912; SLillfi: 366. 0920,

S

EHER 18 2-(1-=ZFR L BeE-1-F R HES) -3-N- (4-FEFE K H) -1, 3-BEM -4
o
0
O:N o o koHDMF O:2N 3C
\©\N03+ F3CM0/ CIC(O)CH,CI \Ej\,j/« o~
S
o

¥ 0.56 g (10 mmol) E4EALE NN 20 m1 DMF w1, kA 2 iR Bl
mmol) =& LM LR HEE, FFE 0 °C, WM 0.9 ¢ (5 mmol) 4-fi 3L I =

, A 0.85 g(5
MEEREER 5 ml
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DMF %53, ke, THRZZE RN .. TLC FREFR N, ff 4-A55E 85 500 B0 I8 s N 58 42,
B2 0 °C, @E‘fﬂ;ﬂmn 0.565 g(5 mmol) S L LA, Dn+, FHE 2 =MW 8 he ¥ & N
BN VKK, KEAT B e A, 8, 4R L8 E 45 5, 1550 (A, e 75%. HRMS (ES+)
CuHoFsN06S (M+Na) ', THEE : 413.0031; SZMllfE: 413. 0028,

SEHE] 19 2- (1-FE-1-FEE FEE) -3-N- (3 -4 nE L) -1, 3-TEM -4 T
N o_ _KOHDWF
(o] l & NCS+ NC/I CIC(O)CHZCI c|)\/j\>/‘(

3= —4 -k g S it S50 TR i 1T ) 8 7 v 'ﬁpemWJ L8R L1, AR SET, H
2- -4z FEnb e A 2- A .

¥ 0. 56 g(10 mmol) EEALE M 20 ml DMF mf, HiEAF 2 BB, A 0.5 g5
mmol) HIE LM HWE, % 0 °C, W& 0.85 g(5 mmol) 3—5—4-Htne L F i FIREE ) 5 ml
DMF %59, hnke, FHEZR =W RN . TLC BRERR N, fF 3—5—-4-Nkme B 7 0 s IR s S A 56
4, R0 °C, 22BN 0.565 g(5 mmol)%kl@fﬁ%ka ke, FHR 2R RN 8 he ¥
ROEAR VKK, KRET Rl ik, JMRORRELS &, MR admid, BOE 38%.
H NMR (400 MHz, DMSO-dp): & 8.64 (d, J = 5.2 Hz, 1H), 7.81 (s, 1H), 7.63 (d,
J=5.2Hz, IH), 4.10 (d, 7= 2.0 Hz, 2H), 3.73 (s, 3H) ppm; “C NMR (100 MHz,
DMSO-dp) : & 173.33, 171.83, 165.53, 151.69, 151.19, 145.33,125.57, 124.65,
113.21, 76.31, 52.97, 32.85 ppm; HRMS(ES+) C,H:*CIN;0,S (M+H)", t+ 58 : 310. 0053;
SEME:  310.0047; CpHS'CIN,0,S (M+H) ', iF 44l : 312.0024; =£illfli: 310.0019,

SEHER] 20 2- (1-HE-1-HEEHEE) -3-N-((2, 6- _H—4-F R P &) &) -1, 3-8
M —4— i
20. 1 ﬁaJ%(z 6—*?—4—313%&'@5‘6%) R

o
©\ EDC/HOBT N F
H
NH, CHZCIZ NH,
F

¥ 1.73 g(10 mm01)3 5- AR FEFERL . 2. 108 g (11 mmol)EDC F1 0. 148 g (1.1
mmo1) HOBT AIA 30 ml —5U ke, Sl FHER . TLC WRERR ML, £ 3,5~ XA
FIRHF RN 584, A 0.99 g(10 mmol) i, =i F4k8E RN, &@/n%ﬁ, oy,
BHRRORE 1773 g REALEBEHT T 5.

20. 2 14 (2, 6- " E-4- R G EIL) RO B S R G

Oy Gy

(2, 6- = —4-ZR 2 P BL L) 2R A wUR BRIN & A S i) 1 2- 3 R 2 S i iU IR

o
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Wa i & kAL, AR ALET, B Q,6-  F-4- K L) EIACE -5 .
20.3 4 2-(1-EFE-1-H R EE) -3-N- ((2, 6- & —4- & WL ) -1, 3-
VG s — 4 — i

(0] N
©\ F ©\ i A
KOH/DMF
N + NN —— N o
NCS o CIC(O)CH,CI N
F F

¥4 0.56 g (10 mmol) EEALE M 20 ml DMF oy, $tEAf 2 B, A 0.5 g(5
mmol) & LR WS, %% 0 °C, N 1.45 g(5 mmol) (2, 6- M ~4-Z & H B ) K& H7
ERERT 5 ml DMF %59, e, JHEZE=\ RN .. TLC BRERR M, 7 (2, 6- @ -4-4
R W) R R ERER R NS4, BRE 0 °C, 2R 0.565 g (5 mmol) & L EEA
ke, JHEZEFESN 8 ho ¥R MBI AKAKS, KEFDEOEEK, T 2RO
Bed 4, A0 AR, BOR 87%. 'H NMR (400 MHz, DMSO-d;) : & 10.54 (s, 1H), 7.98
(d, /7 =9.5Hz, 2H), 7.78 (d, J =17.8 Hz, 2H), 7.40 (t, J = 7.3 Hz, 2H), 7.17
(t, /=7.0Hz, 1), 4.41 (s, 2H), 3.77 (s, 3H), 3.38 (s, 3H) ppm; “C NMR (100
MHz, DMSO-d,): 8 172.61, 170.78, 165.05, 162.43, 160.20, 157.67, 140.53, 138. 87,
129. 23, 124.87, 121.06, 113.78, 112.36, 76.93, 53.29, 32.26 ppm; “F NMR (376 MHz,
DMSO-dy) : 6 -116.89 (d, J = 9.4 Hz) ppm; HRMS (ES+) CuHisFaN,0.S (M+H) ", T 5 AH -
430. 0673; SEWllfE: 430. 0655,

SEHEG] 21 2-(1-Z8M B E-1-F R FE8) -3-N- (5-W5| Wk 3E) -1, 3-BEEE

NCS o o A\ FiC | o~
J KOH/DMF
+ b CJ\)LO/ ————— HN N s
N 3 BrCH,CH,CH,Br LJ

5-M W I 0 TR MR 1K1 ) & vk S S 1 PR 101 R, ARAET, B 5
S RACE 2-F R

¥4 0.56 g (10 mmol) EAALE M A 20 m1 DMF o, BEdpAd 2 il B, A 0.85 g(5
mmol) =% LMt LR W ER, P& % 0°C, Whn 0. 87 g (5 mmol) 55| WKk F 5% &R ik XY 5 m1 DMF
B, ke, FHE R SRR N . TLC IRERR B, £F 5-N5[ME I 7l 5K BRI MY 5 4, B
20 °C, Wi 1.03 g(5. lmmol) 1, - KL, FHERZE 50~60°C KN 5 ho ¥ S NV {5
ANVKAKH, KEMNT H T EE A, 3%, 4R OHEES N, A0, R 65%. HRMS (ES+)
CoolsFsN, 0,8 (M+H) *, THE{H: 385, 0834; SEZillfl: 430. 0840,

SEHE] 22 2- (1-8(3-1-FH B EE) -3-N- (5-F 3 [ J EM L) -1, 3-HEBE 4T

o
NCS 0 NS -
N KOH/DMF N o
y + . = |
<s©/ NC\)]\O/ (@

CIC(O)CH,CH,CI S NS
0
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5 JF [ of) W s 5L S B I 5 PR ) 5 7 v L ST 1 PR 1L 1 2R ABL, AR RE T
H 5 [ o) WE AR 2—-F R i

¥4 0.56 g (10 mmol) EEALE M 20 ml DMF oy, $tEAf 2 B, A 0.5 g(5
mmol) F LR R, FEA 0 °C, WM 0.96 g(5 mmol) 5% 3 [ o] W& M L et UL BRI 5 ml
DME ¥, Inke, FHE AR EW RN . TLC BRER N, fif 58 [ o) W s ik S il S5 TR B s 1
A, PRE 0 °C, 212N 0.635 g(5 mmol) SINEEEL, N, FFEZEEEIMN S h. ¥
BNEARANDKOK R, REM B g, 9, MR AMEE S &, M dnfk, W3 57%,
HRMS (ES+)  Cy5HiN;0,8, (M+H) ), 71445 . 346. 0320; SEPI{E: 346. 0325,

SciiBl 23 2- (1-FE-1-F R ER) -3-N-(5-ZK3f [d] [1, 2, 3] WE Mkt ) -1, 3-MEME
_4_m
N.N:©/NCS+ Nc\i KOH/DMF NN N\\\/fl\o/
s 07 CIC(0)CH,CH,CI \s\@—
A
SR I (] [1, 2, 3008 — s Dok e ot S50 TR T P o) % vk S St 1 (R 2B B 1. 1 R, A
WS AET, W 5-RHEEIEIF (A 1, 2, 3T AR 2~ 2K e o
¥4 0.56 g (10 mmol) EEALE M 20 ml DMF oy, $tEAf 2 B, A 0.5 g(5
mmol) LR FEE, P2 0 °C, Wl 0.965 g(5 mmol)5-ZKIF[d][1, 2, 3TME — ML He i &
FRIEM 5 ml DMF ¥, Inke, JHEZR=EKRMN. TLC HREFR N, ff 5-2KFF[d (1,2, 3]
WE e AR FUR MR S M SE AT, FEAR 0 °C, RN 0.635 g (5 mmol) MIABEE, ke,
FHERFEKRN 8 he KRMBHEIAKAKD, KEHHEAREE, T LKRIBEHEZ

B, PR, IR 43%. HRMS (ES+) CuuHioN,0sS, M+H) *, vH454H: 347.0273; SZM1AE -
347. 0269,

SEHB 24 2-(1-=F B E-1-F B FES) -3-N-(5-Bk M3 [1, 2-al it ne %) -1, 3-%E
-4, 6-_f

7~
FsC )
ONS NCS U KOH/DMF Z N N )YL
R X o~ : Nﬂ” $
N 3 CIC(O)CH,C(O)CI —
o o

5-WK M IF [1, 2-a] MEIE B S b U IR 5 PR ) 45 D7 v 5 STt 1 2B a8 1.1 2R, ANE
MAET, S IEKMEI (1, 2-al e £ 2- AL .

¥4 0.56 g (10 mmol) EAALE M A 20 m1 DMF o, BEdpAd 2 il B, A 0.85 g(5
mmol) = LW LR G, BFZ 0 °C, M 0.875 g(5 mmol) 5-BKMEIf[1, 2-a] ML e 3E &
BRAEREE Y 5 ml DMF Y89, nse, FHEZR=E RN . TLC FREF RN, £ 5-BKMEIE (1, 2-a]
WL i e B R PR R S B e 4, FE AR 0 °C, 2R MR N 0. 705 g (5mmol) N LG, THE 2%
R 5 he ¥ RBOEFEIAVKAKS, KENHEOEE, I8 CROIRELS G, 1955
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Ak, W 64%. HRMS (ES+) CigHioFaN,0.S (M+H) ", T &{H: 414.0372; SZI{E: 414. 0378,
SEHER] 25 2- (1-FE-1-F R FES) 3-N-(3- (- ) MARE) W) -1, 3B
25. 1 44 3= GRUT 4 B FE ) TR 33 S o 0 PR Wi
ﬂ\ JOJ\ EN BTC ﬂ\ JOJ\
o H/\/\NHZ + LN] +c§,—> —> -0 H/\/\NCS

3= GBUT 48 Y B 2 ) TR 6 S it s IR I 1) 5 5 S 81 1 v 2 3 2 i 7 i iU R TR 1) 15
JRIABL, AN EAE T, A 3 GRUT S8 P B AE) T A 2- TR R L
25.2 il 2- (1-F - 1-FH R HEE) -3-N- (3- (BUT A W W i 55) T 2) -1, 3-MEmg

N

o
SR 0o S
o KOH/DMF j\ |
0" "N"""Ncs + NC N ————
H /\c[)r BrCH,CH,CH,Br OJ\H/\/\U

¥4 0.56 g (10 mmol) EEALE M 20 ml DMF oy, $itEAf 2 BB, A 0.5 g(5
mmol) HIELMEHHE, B2 0 °C, Wi 1.08 ¢(5 mmol) 3—GRUT S H 3L ) T8 25 it &
MREGY 5 ml DMF Y&, Ik, FHEZEE RN . TLC IRES N, A 3- (BUT 8 W B )
P S SRS S N 54, BRZE 0°C, i 1. 03 g (5. tmmol) 1, 3- R A %E, THEZE 50~
60 °C V. 5 ho ¥ SMNIREIAVKAKS, KEN BT OEAE, S CMROEREL N, 7
2- (1= 2E-1-F B T E) —3-N— (8- GRUT %l PR e ik ) IR 2K ) -1, 3-TEIE , e 28 68%. HRMS (ES+)
CrollosN;0.S (MHH) 7, TH B : 356. 1644; SZMAE: 356. 1649,

25.3  Hilg 2- (1-50 - 1-H R HER) -3-N- (2L A2k ) -1, 3-MEng

(o} (o}
N\\Yk ~ N\\ -
(o} (o} (o}
| CF,COOH |
>LOJLN/\/\N s 3 . HzN/\/\N s
S o L

¥ 0.71 g(2 mmol) 2- (1 FE-1-H R FHHE) —3-N- (3- GBUT 4 L e k) I 26) -1, 3-
BEREIIN 6 ml S Wbirh, FHEZ M, 20 °C, W 10 ml =H 4K, THER %
WSR2 he PR ZEBREET, KRB WE T 30 ml FiE 50 15%1 S B AL K E W,
AN @ W RAERZ RJEGIFENMHE, KRR T, 3%, IR ZERER, &
2-(1- 2 -1- W R W R )-3-N-( 2 2 A K6 )-1,3- g, I ZF 90% . HRMS (ES+)
CoulN;0,8 (M+H) 7, T84 . 256. 1120; SEMME: 256. 1131,

25. 4 il % 2- (1-FIE-1-F R T lR) —3-N- (83— ((3-Ail & R ) M IR %) T k) — 1, 3-MEm

o
N
| s o
+ HN >N —— Py |
O,N NCS ] O,N N“NTTNTs
LS

¥ 0.27 g(1.5 mmol) 3-Fig 3 7 B i HUELEE A1 0. 383 g (1.5 mmol) 2- (1- F-1-F
Mg FH S ) —3-N- (G FLTA L) -1, 3-MERE NN 2 ml 25, =W FRBER M 3h, o3k, £K
LEEE LSS, Bk, W 93%. HRMS (ES+) CeHyuN,0,S, (M+Na) ™, 112 {H : 458. 0933:
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SEE . 458. 0928,

SEHEBI26 2- (1-FE-1-FRFE) -3-N- Q- KHE) -1, 3-HEmk—4-f{
. N T NG ©
o _KOHDMF YO/ CIC(O)CH,CI \1/(
C[Ncs-l_ NC/\cf)]/ Q\H lSK ©\N /
F

F o)\/s

140. 56 g (10 mmo1) A AL N AN 20 m1 DMFHY, B b Ad 2 Vi B, A0, 5 g (5 mmol)
FIRELHEE, PFE0 °C, Wmo.765 g(5 mmol) 2-F AL RS RGNS ml DMFYE K ,
nEe, R =R RN . TLCHRBE R MY, i 2- A 0 e il SR B S N 58 4, ik BB 25 S
WA, WEHRIREZET, TKOEELS R, [FEAREAE, 1FE90%.

¥ A ERI RO E AR 1305 g(4.5 mmol) A 25 ml DMF ", $i$EAd 2 WM, %
20 °C, ZZ12Whn 0.565 g(5 mmol) WM LMEE, Mk, FHE S WK 8 ho ¥ S M 5]
NUKAKH, KENTHEGEE, S, LRABRELSES, FEEMBE, BE 80%. 'HNMR
(400 MHz, DMSO-dy) : & 7.67-7.54 (m, 2H), 7.40 (dt, ./, = 15.1 Hz, /. =8.4 Hz, 2H),
4.21 (ABq, Juw= 16.0 Hz, 2H), 3.73 (s, 3H) ppm; “C NMR (100 MHz, DMSO-d,): &
173.37, 172.19, 165.59, 158.97, 133.76, 131.88, 125.73, 122.38, 116.78, 112. 41,
76.42, 53.01, 32.37 ppm; “F NMR (376 MHz, DMSO-dy): & -122.65 (t, = 10.4 Hz)
ppm; HRMS (ES+) C,HoFN,0,S (M+Na) ', & {H: 315.0216; SZillfh: 315. 0218,

SEHEG] 27 AR B A R 28 HUTE PR IR

Maide g T4 R ®IH (Tylenchida) . #IJWH . &K EF . =2 E#H
(Heteroderidea) W& MWW B (Meloidogyninae) . &4k g, 2 —Phfs E ™ HE
W35 ARk

CArd TR G5 4 U (Meloidogyne incongnita) WAXT %, LAz R b k9 3, R
PR b R R R

BRI R WA G P TR B R AT, R HE R I R B IR A 4 L it %)
B B — R TN MR B P fE, R P I NS R AF 25, IR R SO
HE N2 2000 44l . W E T 20~25 °C, 10 h el FE %, 20 d JRR&EL R, 5
MR R RS B mERRE 3 K, FICRBAE M EmM 4 NEZ L.

DAZEURZK A 25 L0 B, 2 AR AR &5 28 ok [T PR B, DA 8 ol R o) A 181 35 S 0A
BH % 11

PR B BT % (B UE . GiHEI . g4 1 1L#E 2,

PRI (%) = (B PEXT BEAS 0 B 50 4173 0 250 / B I X BE 15 43 40 X 100%

* 1
D | ARt
0 0-54~Hid 45
5 6-10 2 &5
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