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hE 2- B AR GELEE (B AR K ITE MR E R R & RIS MR
F & WKZxn F & MIE ¥ FH  KEF

i
SN KFEG ORGSR AED TRERE SR ERE RN AERSarAS
FOVAEY) TIEE fIG s BiFH 550025)

WE AT IR B ERRL RN, BWiFE T 28 4 2-F LN IAIRE (i) R AT4E Y, 3Hi8id "TH NMR, *C NMR
AT 23 945 3 (HRMS) S BT B ARAL & 25 H 33047 T RAE. (B)-3-(4-F K30 -2-FIE NG IR Z B GH MM AR X 4k p
A RTE T VEAIA. R R MRS S EOR, 1E 100 mg/L WREE T A 72 h J5, BT BARL &5 mm iRk i, KA
TR HAIH E XL (W B BEA — @ MR RGN, Hh, (£)-2-F35E-3-(4- 5 R NG IR L B8 3D A (E)-2-F
H2-3-(WR IR -2-222) P 5 TR TR (3m) % R 7 AR5 28 L) LCso 23 724 24.58 F1 32,13 mg/L. (E)-3-[4-(2-((3-5-5-(= TR FH 2t
WE -2- 5 ) S i) £ S B ) R - 2- S R A TR L BB (17 ) W 7K FE 2R 2k BRI H S5 2R 2R S (K LCso 43704 31.97 1 38.26 mg/L,
A AR T B 257 Tioxazafen (48.95 A1 74.95 mg/L). #b4b, A4 3i o] AR 2 it pg 7 AR 45 4% AR TS SE(ROS) 1 72
AL RBEFRT AR R, KRG 3i i AE (e g2 d R AL PR 4 R B R T, A 31 T LME RS 21k
B IRIT R B R L .
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Design, Synthesis and Nematicidal Activity of Novel
2-Cyanoacrylate (Amide) Derivatives

Wang, Yu Chen, Yifang Luo, Xin Xing, Zhifu Peng, Ju Chen, Jixiang™
(Key Laboratory of Green Pesticide and Agricultural Bioengineering, State Key Laboratory Breeding Base of Green
Pesticide and Agricultural Bioengineering, Ministry of Education, Guizhou University, Guiyang 550025)

Abstract To find novel and efficient nematicides, 28 2-cyanoacrylate (amide) derivatives were designed and synthesized.
The structures of all target compounds were confirmed by 'H NMR, '*C NMR, and high-resolution mass spectra (HRMS). The
configuration of ethyl (£)-3-(4-chlorophenyl)-2-cyanoacrylate (3f) was confirmed by X-ray single crystal diffraction. The
results of nematicidal activities test showed that all the target compounds had certain nematicidal activities against
Meloidogyne incognita, Aphelenchoides besseyi, and Ditylenchus destructor (second-stage juveniles) after 72 h of treatment at
100 mg/L. Among them, the LCsos of ethyl (£)-2-cyano-3-(4-fluorophenyl)acrylate (3i) and ethyl (£)-2-cyano-3-(furan-2-yl)-
acrylate (3n) against Meloidogyne incognita for 72 h were 24.58 and 32.13 mg/L, respectively. The LCsos of ethyl (E)-3-(4-(2-
((3-chloro-5-(trifluoromethyl)pyridin-2-yl)oxy)ethoxy)phenyl)-2-cyanoacrylate (17a) against A. besseyi and D. destructor
were 31.97 and 38.26 mg/L, respectively, which were significantly better than that of the control agent Tioxazafen (48.95 and
74.95 mg/L). In addition, compound 3i could significantly promote the production of reactive oxygen species (ROS) and the
accumulation of lipofuscin and lipid in M. incognita, which indicated that compound 3i might promote oxidative stress of M.
incognita and eventually lead to the death of nematodes. Compound 3i can be used as a lead compound to develop novel
nematicides.

Keywords 2-cyanoacrylate; amide; nematicidal activity; Meloidogyne incognita; Aphelenchoides besseyi; Ditylenchus de-
structor; oxidative stress
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Figure 1 Design of target compounds
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3a: R' = 3-Br-pyrid-4-yl;

3e: R' = 2-Cl-thiazol-4-yl;

3i: R'=4-FCgH,;

3m: R' = 3-CHg-thiazol-2-yl;
7a: R' = 4-FCgH,, R2= CHF;

B 1

3b: R = 5-Br-pyrid-3-yl;

3f: R'=4-CICgH,;

3j: R"= Phenyl(2-OCHys);

3n: R'= 2-Furanyl;

7b: R" = 4-CH;0CgH,, R?= CFg;

3c: R' = 6-Cl-pyrid-3-yl);

3g: R' = 4-CH;0CgH.;

3k: R = 4-Indolyl;

6a: R'=4-FCgH,;

7c: R' = 4-CH;0CgH,, R?= CHF,

3d: R = 2-CH30-pyrid-3-yl;
3h: R'= 4-CF;CgH,;

31: R'=4-BrCgHy;

6b: R'= 4-CH;0CgHy;

&0 3a~3n, 6a~6b Al Ta~Tc MIE UKL

Scheme 1 Synthetic route of compounds 3a~3n, 6a~6b and 7a~7c
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Figure 2 Structure of compound 6b

&Y 6b K4

2208

http://sioc-journal.cn/

© 2023 Shanghai Institute of Organic Chemistry, Chinese Academy of Sciences

Wi, 5 6.99 (d, J=8.9 Hz, 2H) A 2 fi Al 6 fiz. CH WU
{55, 0 4.66 (q, J=8.3 Hz, 2H)Ny 12 {i7. CH, I icig, o
3.89 A 7 7. CH; AW Ui, 7F 13C NMR #EE 1, 6 164.58
11 DRI W4, 6 162.01 S Cy BRI IE, & 156.33
N Cs IR, 6 134.34 9 3 A0 A1 5 A7 AN 250 ik
I, 5 124.07 J& T Ca LI, 5 122.69 (q, Jrc=

Chin. J. Org. Chem. 2023, 43,2206~2216



Chinese Journal of Organic Chemistry

277.4 Hz)N 13 4 =50 238 i i, 6 115.05 42 2
RLFH 6 7 PN S i I ST, 6 97.22 J& T Co IR
Wb, 0 61.53 (q, 2ec=372 Hz)lBT Cin MW, §
55.82 J& 7 A FEE BRRIRILIE. HRMS (ESI) CisHio-
F3NO; [M+H] 518} 286.0674 , MIRAE K 286.0686.
1.4 BirtEYRNBERREREN

FTA HFRGEPi2 72 h Joht e 5 R 454k |
IKFE I 2k HURVH 2 2528 Uit B R R 2 UG PR LR 1.
FR S SR e k0, 75 100 mg/LiRE R, TG Btk &4
Xf A b =R AR B — E R RTE . P a
3f. 3g. 3i. 31 M1 3n 7E 100 mg/L W JE T X rg 77 i 4k 25
HERIEERT 90%, 3i 7F 50 mg/L iKE FREA
98.2%[vE M, BRAK T ML B mERL. tEok, EY) 17a £E
100 mg/L & E T XK A2k HURIH 2 254k iU B3E
RN 100%, iR 50 mg/L BT H AT 89.3%FH
83.6%MIiE 1%, T Tioxazafen (62.9%7F1 46.7%).

35 BT i 3 14 5 1) E A Ak B 03— 5 e )

FHRE 2R 2 BOBUEIR E (LCso), 255 W22 2 F1%% 3.
MAREE F AT %0, 3i A1 3n X e IR 45 28 B LCso 3
AN 24.58 F1 32,13 mg/L, B 5% 24 751) Sl ntt v 1k i
(3.16 mg/L), VIRILHAME 1AL HUEYE. 17a XKFET
L HORTH 2 2528 HUT) LCso 43728 31.97 F138.58 mg/L,
I F X6} 1 2457 Tioxazafen (37.03 A1 67.53 mg/L).
WSRO R TR, AV KRG T4 LA
H R 2R LR ) FE R M S LA M W AR, (H 2-
FUIE T I R T 2 Ak B W0t T 7 AR 4 2 o 1) B R TR
& EAR T F A IEBE R G, W 6a>Ta, 6b>Tc. 2-
FIENIGIRER AN 2-55U5E M B e A 1) R 48 U
P2 B 2 ST RES BT IR AR A 5%, hah,
2- UKL T TR T 2 Ak & W00t R 7 AR 25 4 Ui 5 R T
HERZEMF RO E A L. HRONEREURE, Rk
HEEE T ER, 40 3f, 3g. 3i A1 31 S TE R AT
3a. 3b. 3¢ 1 3d. 1 R' AW EAH vV T He
ZIR, 0 3n (SEPE KT 3e. 3k AT 3m. =5 L5

K1 HIMEAEYX =Rk B S AR L RIS IESET 3R /%, 72 h)

Table 1 [n vitro nematicidal activity (corrected mortality rate/%, 72 h) of target compounds against three nematodes

e B TR G528 IKFET IR R EE 35N
50 mg/L 100 mg/L 50 mg/L 100 mg/L 50 mg/L 100 mg/L
3a 56.0+5.5 71.2+3.0 63+2.5 11.4+22 14.4+23 173+3.5
3b 56.6+4.7 62.8+6.7 0 7.8+2.1 7.840.7 13.5+2.1
3¢ 45.8+4.5 549+1.4 0 9.6+2.4 0 8.4+2.0
3d 47.0+3.4 67.0+6.8 0 83+2.7 11.5+3.0 145409
3e 48.5+3.6 74.6+1.2 52414 203+1.9 18.3+4.6 31.0+£0.8
3f 32.8+2.1 95.5+4.0 102+2.3 59.7+5.9 0 11.5+1.1
3g 422473 925422 29.7+1.5 53.9+7.0 6.5+1.2 17.3£3.0
3h 612423 75.8+7.5 262+2.8 33.4+52 0 8.7+32
3i 98.2+0.7 100 6.3%0.6 20.3+4.0 94424 11.9+4.1
3j 54.9+23 65.7£5.0 14.7+2.7 50.9+4.4 8.5+2.1 127434
3k 30.9+3.2 57.0+23 16.8+5.5 38.8+3.1 59429 24.1+2.8
3l 50.2+4.8 93.0+1.4 30.7+2.7 77.2+4.9 9.0+2.2 23.1+4.6
3m 142436 26.4+3.1 46.4+17.4 96.7+1.0 0 99+1.6
3n 82.2+3.7 96.3+0.5 202424 322+4.6 0 137+1.4
6a 40.0+4.7 83.7+3.5 0 8.1+32 128423 2.1+1.4
6b 332+1.3 54.9+4.1 15.5+42 293+43 11.1+2.4 169+1.4
7a 22.8+4.8 39.3+2.7 0 11.5+£2.5 15.1£9.6 21.1%1.7
7b 9.9+32 33.3+9.1 13.0£2.9 19.4+32 155+3.4 19.3+3.9
Te 12.1£2.1 212422 0 13.1+£23 10.8+4.4 16.0+1.2
11a 11.0+4.6 225439 0 8.6+2.2 7.8+1.0 143+1.4
11b 10.7+6.2 175+1.4 82422 13.7£1.6 8.5+2.8 21.4+25
11c 48+13 11.6+1.5 0 102+2.9 74426 13.5+1.6
11d 132439 22.4+1.7 6.1+2.1 148+1.6 0 124+1.4
11e 275473 37.1+£8.9 6.8+2.6 152+1.8 63+1.0 16.7£0.6
11f 17.840.7 30.8+6.6 0 10.4+23 0 10.5+1.7
11g 29.7+3.8 39.5+5.8 5.6%2.0 14.6+2.7 12.7£2.0 20.7£2.6
17a 6.9+0.3 38.5+4.0 89.3+4.6 100 83.615.8 100
17b 12.6+1.4 344433 20.3+3.7 299+2.4 10.5+1.5 149+2.6
T B T 100 100 100 100 100 100
Tioxazafen 62.9+7.4 93.4+2.1 46.7+7.4 90.0+2.1
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2 LB 30 A 3n xR IREE L B LCso fEL(72 h)
Table 2 LCso values of compounds 3i and 3n against Meloidogyne incognita (72 h)

WwEY y=ax-+b LCso/(mgeL ") R? WEY) y=ax+b LCso/(mgeL 1) R?
3i y=1.92x+2.33 24.58+1.22 0.96 [FEMLHEEE  y=1.92x+4.04 3.16%0.62 0.95
3n y=3.59x—0.41 32.13+1.57 0.97

K3 HIRLEY 17a MIKFETFARE AH 2228 1 LCso {H(72 h)
Table 3 LCso values of compound 17a against Aphelenchoides besseyi christie and Ditylenchus destructor(72 h)

wam KFETFIRE& A HE=Ln
" y=ax+b LCso/(mgeL ") R y=ax+b LCso/(mgeL ) R

17a y=3.13x+0.29 31.97+3.27 0.91 y=2.49x+1.05 38.58+2.39 0.99

SR B T y=3.13x+6.98 0.234+0.03 0.93 y=1.58x+6.01 0.23+0.05 0.94

Tioxazafen y=1.97x+1.91 37.03+2.60 0.95 y=2.17x+1.03 67.53+9.43 0.99

NS BRRAL BTG, U 6b>3g, 3i>3h. 24 R! A
IREUARET, FEZRIRINE O 5] NEURIE R T4k &0 1
$e = (3g>3)), HIAIEMM AL 1 51 &1
T 52 R (3g vs. 3f. 3h. 3i A1 31); PRI AL
BRI N I, A& P05 B 7 AR 45 2% HUR G 14 BEERAR
e SRR G BE T I N, 45120 3i>36>31.
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HIRER R IE AR REFE Y, M0 Xl 2= AL B 5
P LR S T IR H bR A Y3 7 AR 4G 2R A
WILG sz, LME& 3i 2R &9, #iZi 72h )5
WG AN [A) Ab B2 28 B 2R FDIR S R IR, g5 1 I 3.
H2s AT, 2S4URE N 100 me/L I, £k diik i i 25 1Ak
FRREMAR, HL23 0 48 A s, T PRI FE S,
28 SRR P I A Y B . X W 3 n] DUE R
R 25 28 B A P YR T R, 0 ) A0 S o e (1 88 DK T 34
.
1.6 EY 3i ME ARG S R RINF LRSI
7 20 e 2 R R R R OB R 3R, T4
GG £ 2 A 280K R ) — P AR R R T RS

BT B 7 RS 28 L A B R R s, 4 3T BN AN
AR B 523, PEF TP 7 d J&, St AFEAHEA
HOE RS DL R, SR LE 4. g BT
A, EIREE 31 AT DL E I R N 4 2 R N i AL,
A2 5 3i 72 .
1.7 &Y 3i M A RE&RE N EIERIEMm
R AMNHE K ROS P24 fatl R AR AN 2
FEIRIE TS e B M AN Y T BN Y, DU SR
Fabr, T AEAE R 3i/E R4k 72 h )5 2k
HUARPY ROS (1774 L IR HE A0 i AR R IR 0L, 45 1
B s A 6. SRAMEXIE(CK)AEL, ANERER 3i &%
BN T BTG BRI ROS HIPAAE. IE M AR
IR R, HxEeAbiabr 5 3i MIRE R IEMH S, £ 3i
A I I R 2 ) SR R T S B 2R HUBE T

2 #ig

WA AT 28 A 2-55 3 A I R i (W 1) A7 A= 4
Q1 AAEEYD, K T A B b & Y5 =FiE
W T 2 U B A R R BT . VR PRI SE RAR T, b
A 31 F1 3n X S EE AR 2 LR LCso 23704 24.58
F132.13 mg/L, 1AW 17a % # KRG TRk R H 2
2528 HHH) LCso 2051 31.97 1 38.26 mg/L. X B /7 4%

3i (mg/L)
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Figure 3 Effect of compound 3i on cavitation of Meloidogyne incognita
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Figure 4 Effect of compound 3i on the hatching rate of the eggs
of Meloidogyne incognita
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Figure 5 Effect of compound 3i on oxidative stress of Meloidogyne incognita
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3.2.1 4bé&4h 3a~3n, 11a~11g 4= 17a~17b 494 5%

] 25 mL = BRI AN BAC T % 1 (2.68
mmol). FIE LR Z1(8.06 mmol)Fl 6 mL To/K £ FE(1E
TEE), TR, N5 m Bk RS S
W 1-FRIEOReE, hoFAERL) 10 h, TLC Wil s S 3EFeE.
RMNEER G, FEAHIRER, RFEMA 30 mL K, 48]
CBEGBO mLX3)ZEHL, & A HIAH, ToKEER BT,
W L e A E T s S A Ca B R OB, VL V=
10 2 1~2: DEL &Y 3a~3n. (L&Y 11a~11g, 17a~
17b IR R A k.

(E)-3-(3-IR ML RE -4-J5)-2- U NI R LR (3a): I
A, 2% 56.2%. m.p. 76~77 C; '"H NMR (400 MHz,
DMSO-ds) J: 8.98 (s, 1H, Ar-H), 8.79 (d, J=5.0 Hz, 1H,
Ar-H), 8.40 (s, 1H, CH=C(CN)), 7.89 (d, J=5.0 Hz, 1H,
Ar-H), 437 (q, J=7.1 Hz, 2H, CH,), 1.32 (t, J=7.1 Hz,
3H, CH3); 3C NMR (100 MHz, DMSO-ds) o: 160.8,
152.8, 151.8, 149.7, 140.0, 123.9, 121.9, 114.3, 111.1,
63.5, 14.4. HRMS (ESI) calcd for C;;HsO,N,Br [M+H]"
278.9776, found 278.9763.

(E)-3-(5-IRMEE-3-45)-2-FEE AR LBE(3b): H
4k, 723 58.7%. m.p. 113~114 C; 'H NMR (400
MHz, DMSO-ds) 6: 9.17 (d, J=1.7 Hz, 1H, Ar-H), 8.98 (d,
J=2.1 Hz, 1H, Ar-H), 8.72 (t, J=2.0 Hz, 1H, Ar-H), 8.54
(s, 1H, CH=C(CN)), 4.41 (q, J=7.1 Hz, 2H, CH,), 1.38
(t, J=7.1 Hz, 3H, CH3); *C NMR (100 MHz, DMSO-ds)
5: 161.5, 153.9, 151.1, 150.2, 139.4, 129.9, 120.8, 115.5,
106.9, 63.2, 14.4. HRMS (ESI) caled for C;HsO,N,Br
[M+H]" 278.9776, found 278.9763.

(E)-3-(6-2Mk i -3-24)-2- AL NG IR 4 (3e): F
Bk, P23 66.1%. m.p. 113~114 ‘C; '"H NMR (400
MHz, DMSO-ds) d: 8.95 (d, J=2.5 Hz, 1H, Ar-H), 8.53 (d,
J=8.5,2.6 Hz, 1H, Ar-H), 8.50 (s, IH, CH=C(CN)), 7.81
(d, J=8.5 Hz, 1H, Ar-H), 4.34 (q, J=7.1 Hz, 2H, CH,),
132 (t, J=7.1 Hz, 3H, CH;); *C NMR (100 MHz,
DMSO-ds) 0: 161.7, 154.1, 153.2, 151.3, 139.9, 127.6,
125.5, 115.6, 106.0, 63.1, 14.4. HRMS (ESI) calcd for
C1H00:N,Cl [M+H]" 237.0425, found 237.0425.

(E)-2-Hk-3-(2- F A kb v -3- 28 TR 4 R B (3d):
H O E AR, P22 69.4%. m.p. 67~68 ‘C; 'H NMR (400
MHz, DMSO-ds) 0: 8.43 (dd, J=8.1, 6.4 Hz, 2H, Ar-H),
8.41 (s, 1H, CH=C(CN)), 7.25~7.20 (m, 1H, Ar-H), 4.32
(q, J=7.1 Hz, 2H, CH,), 3.98 (s, 3H, OCH3), 1.30 (dd, J=
8.4, 5.8 Hz, 3H, CH3); '3C NMR (100 MHz, DMSO-ds) o:
161.9, 152.4, 148.5, 138.4, 118.1, 115.6, 114.9, 105.0,
63.0, 54.6, 14.4. HRMS (ESI) calcd for C1,H;303N; [M+
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H]" 233.0921, found 233.0920.

(E)-3-(2-F MEME-4-38)-2- F L N IA TR 2.6 (3e): HEA
B4k, P25 73.2%. mp. 124~125 ‘C; '"H NMR (400
MHz, DMSO-ds) 0: 8.68 (s, 1H, CH=C(CN)), 8.56 (s, 1H,
Ar-H), 431 (q, J=7.1 Hz, 2H, CH,), 1.30 (t, J=7.1 Hz,
3H, CH;); 3C NMR (100 MHz, DMSO-ds) J: 161.6,
158.6, 160.0, 145.4, 134.0, 115.9, 102.9, 63.0, 14.4. HRMS
(ESI) caled for CoHgO,oN,CIS [M+H]" 243.0000, found
242.9989.

(E)-3-(4-F K 3)-2-F NG TR L lR36): 1 14,
FEER 64.3%. m.p. 86~87 C (lit.6186~87 ‘C); 'H NMR
(500 MHz, CDCl3) d: 8.18 (s, 1H, CH=C(CN)), 7.91 (t,
J=5.5 Hz, 2H, Ar-H), 7.48~7.44 (m, 2H, Ar-H), 4.37 (q,
J=7.1 Hz, 2H, CH,), 1.38 (t, J=7.2 Hz, 3H, CH3); BC
NMR (100 MHz, CDCly) d: 162.3, 153.5, 139.6, 132.2,
129.8, 115.3, 103.5, 62.9, 14.2. HRMS (ESI) calcd for
C1,H110oNCl [M+H]" 236.0472, found 236.0472.

(E)-2-FHE-3-(4-F AL R I IR TR R (3g): Hta
A, 723 64.0%. m.p. 78~79 C (lit.?"1 80~81 C); 'H
NMR (500 MHz, CDCls) §: 8.16 (s, 1H, CH=C(CN)),
7.99 (d, J=8.9 Hz, 2H, Ar-H), 7.00~6.96 (m, 2H, Ar-H),
436 (q, J=7.1 Hz, 2H, CH), 3.88 (s, 3H, -OCH3), 1.38 (t,
J=7.1 Hz, 3H, CH3); '*C NMR (100 MHz, CDCls)
163.8, 163.2, 154.5, 133.7, 124.4, 116.3, 114.8, 99.3, 62.5,
55.7, 14.2. HRMS (ESI) caled for Ci3H 403N [M+H]"
232.0968, found 232.0968.

(E)-2- T2k -3-(4-( =960 F B8 R ) N A IR 4 B (3h):
@A, 722 71.8%. mp. 107~108 “C; 'H NMR (500
MHz, CDCl3) &: 8.28 (s, 1H, CH=C(CN)), 8.08 (d, J=8.3
Hz, 2H, Ar-H), 7.76 (d, J=8.3 Hz, 2H, Ar-H), 4.41 (q, J=
7.2 Hz, 2H, CH,), 1.41 (t, J=7.1 Hz, 3H, CH3); 3C NMR
(100 MHz, CDCly) d: 161.8, 153.0, 134.5 (q, Jec=1.2
Hz), 134.2 (q, Yrc=33.0 Hz), 131.0, 126.2 (q, “Jrc=3.7
Hz), 123.4 (q, 'Jec=272.7 Hz), 114.8, 105.9, 63.2, 14.1.
HRMS (ESI) caled for C;3sHsO.NF; [M+H]" 268.0592,
found 268.0579.

(E)-2-FJE-3-(4- TR 3 NI IR R (3): 1 Bl 44,
P23 81.3%. m.p. 91~92 °C (lit.28 92~93 °C); 'H NMR
(500 MHz, CDCls) 8: 8.21 (s, 1H, CH=C(CN)), 8.03 (dd,
J=8.8, 5.3 Hz, 2H, Ar-H), 7.19 (t, J=8.6 Hz, 2H, Ar-H),
438 (q, J=7.2 Hz, 2H, CHy), 1.39 (t, J=7.1 Hz, 3H,
CHs); 3C NMR (100 MHz, CDCL) 6: 165.4 (d, Jpc=
257.6 Hz), 162.4, 153.6, 133.6 (d, *Jrc=9.3 Hz), 127.9 (d,
“Jrc=3.3 Hz), 116.8 (d, 2Jrc=22.1 Hz), 115.5, 102.6,
62.8, 14.2. HRMS (ESI) calcd for Ci3HoO,NF; [M+H]"
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218.0621, found 218.0612.

(B)-2-HE-3-(2- FHAA ZL R B N I IR SR 3)): Bt
[, 2% 86.3%. m.p. 71~72 °C (1it.2 72~74 “C); 'H
NMR (500 MHz, CDCls) &: 8.76 (s, 1H, CH=C(CN)),
8.28 (dd, J=7.9, 1.6 Hz, 1H, Ar-H), 7.54~7.49 (m, 1H,
Ar-H), 7.06 (d, J=7.7 Hz, 1H, Ar-H), 6.96 (d, J=8.3 Hz,
1H, Ar-H), 437 (q, J=7.1 Hz, 2H, CH,), 3.90 (s, 3H,
OCH3), 1.39 (t, J=7.1 Hz, 3H, CH3); *C NMR (100 MHz,
CDCls) 6: 162.9, 159.2, 149.9, 135.0, 129.4, 129.2, 121.0,
120.7, 116.0, 111.2, 102.3, 62.5, 55.8, 14.2. HRMS (ESI)
caled for C13H 403N [M+H]" 232.0968, found 232.0968.

(E)-2-F3E-3-(1 H-15| Wk -4-F5) N 1 R 2. B (3k): (T
G4k, P23 74.6%. mp. 139~140 C; 'H NMR (500
MHz, CDCls) o: 8.80 (d, J=14.8 Hz, 1H, NH), 8.66 (s,
1H, CH=C(CN)), 8.28 (d, J=7.7 Hz, 1H, Ar-H), 7.60 (t,
J=9.9 Hz, 1H, Ar-H), 7.38 (t, J=2.5 Hz, 1H, Ar-H), 7.27
(t, J=16.3, 8.4 Hz, 1H, Ar-H), 6.77 (s, 1H, Ar-H), 4.40 (q,
J=7.1 Hz, 2H, CH,), 1.41 (t, J=7.1 Hz, 3H, CH;); 1*C
NMR (100 MHz, CDCls) 6: 163.3, 152.5, 136.1, 129.95,
126.9, 123.1, 122.2, 121.3, 116.6, 101.3, 100.6, 62.6, 14.3.
HRMS (ESI) caled for Ci4H;30,N; [M+H]" 241.0971,
found 241.0971.

(E)-3-(4-1R 2R H5)-2-FHE IR IR L FR@3D: 1 (u[E 14,
PR 83.6%. m.p. 94~95 C ((1it.’797~98 C); 'H NMR
(500 MHz, CDCls) &: 8.17 (s, 1H, CH=C(CN)), 7.86~
7.82 (m, 2H, Ar-H), 7.65~7.61 (m, 2H, Ar-H), 4.37 (q,
J=7.1 Hz, 2H, CH,), 1.39 (t, J=7.2 Hz, 3H, CH3); 1*C
NMR (100 MHz, CDCLy) d: 162.3, 153.6, 132.7, 132.3,
130.3, 128.3, 115.3, 103.6, 62.9, 14.2. HRMS (ESI) calcd
for C1;HoO,NBr [M+H]" 277.9824, found 277.9811.

(E)-2- 2 -3-(3- H BE ey -2- 225 ) P 075 R 2. 8 (3m):
BEEEA, P2 75.2%. mp. 99~100 C (lit.P" 101~
102 “C); '"H NMR (500 MHz, CDCl;) d: 8.44 (d, J=0.9
Hz, 1H, CH=C(CN)), 7.68 (d, J=5.1 Hz, 1H, Ar-H), 7.02
(d, J=5.1 Hz, 1H, Ar-H), 435 (t, J=7.2 Hz, 2H, CH,),
2.46 (s, 3H, =C(CH3)), 1.37 (dd, J=8.2, 6.1 Hz, 3H,
CH,CH:); '3C NMR (100 MHz, CDCls) d: 163.3, 149.3,
146.7, 144.9, 1342, 130.9, 116.1, 97.5, 62.5, 14.8, 14.2.
HRMS (ESI) caled for C;;H,0,NS [M+H]" 222.0583,
found 222.0583.

(E)-2- 5 -3-(RR IR -2- 55 N M B2 R 3m): | £ [#]
&, 772 81.7%. m.p. 87~88 C (lit.>*1 87~88 C); 'H
NMR (500 MHz, CDCls) &: 8.00 (s, 1H, CH=C(CN)),
7.74 (d, J=1.6 Hz, 1H, Ar-H), 7.37 (d, J=3.6 Hz, 1H,
Ar-H), 6.65 (dd, J=3.6, 1.7 Hz, 1H, Ar-H), 4.34 (q, J=7.1
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Hz, 2H, CH,), 1.37 (t, J=7.1 Hz, CH3); '3C NMR (100
MHz, CDCL3) 0: 162.9, 161.6, 158.4, 154.0, 136.7, 133.6,
127.4, 125.3, 124.0, 121.3, 116.0, 115.1, 109.3, 109.0,
100.4, 65.0, 62.6, 50.9, 14.2. HRMS (ESI) calcd for
CioH 003N [M+H]" 192.0655, found 192.0655.

(E)-3-[4-((4-50 R3S F)-3- AU B IR L - 2- U T
W2 Clg(11a): A B, 7% 52.1%. m.p. 101~
102 C; 'H NMR (400 MHz, DMSO-ds) J: 8.30 (s, 1H,
CH=C(CN)), 7.79 (d, J=2.0 Hz, 1H, Ar-H), 7.71 (dd, J=
8.6, 2.0 Hz, 1H, Ar-H), 7.48 (s, 4H, Ar-H), 7.25 (d, J=8.6
Hz, 1H, Ar-H), 5.22 (s, 2H, CH,0), 4.30 (q, J=7.1 Hz,
2H, CH,CH3), 3.82 (s, 3H, OCH3), 1.30 (t, J=7.1 Hz, 3H,
CHs); *C NMR (100 MHz, DMSO-ds) J: 162.8, 155.2,
152.7, 149.3, 135.7, 133.2, 130.3, 129.0, 126.9, 124.8,
116.9, 113.7, 99.2, 69.6, 62.6, 56.0, 14.5. HRMS (ESI)
caled for CyHjsO4NCI [M + H] © 372.0997, found
372.0997.

(E)-3-[4-((2-FME k-5 - J5 ) F 45 58 )-3- F AR L DR B )-2-
FENERE CFE(b): &AM A, 2% 46.8%. m.p.
128~129 “C; '"H NMR (500 MHz, CDCl;) §: 8.15 (s, 1H,
CH=C(CN)), 7.79 (d, J=1.9 Hz, 1H, Ar-H), 7.57 (s, 1H,
Ar-H), 7.44 (dd, J=8.4, 1.9 Hz, 1H, Ar-H), 6.99 (d, J=8.4
Hz, 1H, Ar-H), 531 (s, 2H, CH,0), 4.37 (q, J=7.1 Hz,
2H, OCH,CH3), 3.93 (s, 3H, OCH3), 1.39 (t, J=7.2 Hz,
CH,CH3); '*C NMR (100 MHz, CDCls) d: 162.9, 154.4,
153.4, 151.3, 150.0, 140.8, 135.3, 127.1, 126.0, 116.2,
113.7, 112.5, 100.5, 63.5, 62.6, 56.1, 14.2. HRMS (ESI)
caled for Ci7Hi;604N,CIS [M+H] " 379.0514, found
379.0513.

(E)-3-[3-((4-5 W5 ) R AL - 2- WAL IR T 1
(11c): AEA, 773 43.7%. m.p. 92~93 ‘C; 'H NMR
(500 MHz, CDCls) d: 8.17 (s, 1H, CH=C(CN)), 8.04~
7.97 (m, 2H, Ar-H), 7.41~7.34 (m, 4H, Ar-H), 7.06~7.02
(m, 2H, Ar-H), 5.12 (s, 2H, CH,0), 4.31 (t, J=6.6 Hz, 2H,
OCH:CH,), 1.74 (dt, J=14.5, 6.8 Hz, 2H, OCH,CH>),
1.54~1.40 (m, 2H, OCH,CH,CHa), 0.97 (t, J=7.4 Hz,
3H, CH,CHs); BC NMR (125 MHz, CDCly) &: 163.2,
162.6, 154.3, 134.4, 133.7, 129.0, 124.8, 116.2, 115.6,
99.8, 69.6, 66.4, 30.6, 19.2, 13.8. HRMS (ESI) calcd for
C21Hy03NCI [M+H]" 370.1205, found 370.1204.

(E)-2- Tk -3-[4-((4- F 0 0 ) U0 R B TN I R T
fg(1d): AMGEE, 7735 38.4%. mp. 88~89 C; 'H
NMR (500 MHz, CDCl3) §: 8.16 (s, 1H, CH=C(CN)),
8.01~7.97 (m, 2H, Ar-H), 7.32 (d, J=8.0 Hz, 2H, Ar-H),
7.21 (d, J=7.9 Hz, 2H, Ar-H), 7.07~7.03 (m, 2H, Ar-H),
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5.11 (s, 2H, CH,0), 4.31 (t, J=6.7 Hz, 2H, OCH2CH.-
CHy), 2.37 (s, 3H, CHs), 1.74 (dt, J=14.5, 6.7 Hz, 2H,
OCH,CH:CH,), 1.50~1.42 (m, 2H, OCH,CH,CH3), 0.97
(t, J=7.4 Hz, 3H, CH,CH;); '*C NMR (100 MHz, CDCl5)
5: 163.3, 163.0, 154.4, 138.3, 133.7, 132.8, 129.5, 127.7,
124.5,116.2, 115.6, 99.4, 70.3, 66.3, 30.6, 21.3, 19.1, 13.8.
HRMS (ESI) calcd for C2H,0sNCI [M+H]" 350.1742,
found 350.1751.

(E)-3-[3-5-4-(3-F-5-( =5 H 2k ) nk mg S 8 ) R 2 )-2-
FEAERE O lE(11e): HEFEME, 2% 62.2%. m.p.
117~118 ‘C; 'H NMR (500 MHz, CDCL3) 6: 8.24 (d, J=
0.9 Hz, 1H, Ar-H), 8.20 (s, 1H, CH=C(CN)), 8.10 (d, J=
2.1 Hz, 1H, Ar-H), 8.08~8.02 (m, 2H, Ar-H), 7.40 (d, J=
8.5 Hz, 1H, Ar-H), 4.41 (q, J=7.2 Hz, 2H, CH,), 1.41 (t,
J=17.2 Hz, 3H, CH;); *C NMR (100 MHz, CDCl3) 6:
162.0, 159.9, 152.4, 152.2, 142.5 (q, *Jec=4.2 Hz), 136.9
(q, 3Jrc=9.6 Hz), 1333, 130.4, 130.4, 128.5, 124.8,
123.1(q, "Jre=272.2 Hz), 119.2, 115.0, 104.4, 63.1, 14.2.
HRMS (ESI) caled for CisH0OsN,CLF; [M + H] "
429.0028, found 429.0015.

(E)-3-[4-(3-50-5-( =5 H 22 )Mk g -2-58)-3- H A 2 K
FH2-FHENHR OBE1): AGREIE, R 68.6%.
m.p. 107~108 °C; 'H NMR (500 MHz, CDCl;) J: 8.24 (s,
1H, CH=C(CN)), 8.22 (s, 1H, Ar-H), 7.99 (d, J=2.1 Hz,
1H, Ar-H), 7.87 (d, J=2.0 Hz, 1H, Ar-H), 7.54 (dd, J=
8.3,2.0 Hz, 1H, Ar-H), 7.29 (d, J=8.2 Hz, 1H, Ar-H), 4.40
(q, J=7.1 Hz, 2H, CH,), 3.82 (s, 3H, OCH3), 1.41 (t, J=
7.1 Hz, 3H, CH,CH3); 3C NMR (100 MHz, CDCls) o:
162.5, 160.5, 154.1, 151.8, 145.6, 142.5 (q, *Jec=4.3 Hz),
136.5 (q, “Jrc=3.1 Hz), 130.2, 126.0, 123.6, 122.9 (q,
Jre=272.2), 118.8, 115.7, 113.5, 102.7, 62.9, 56.1, 14.2.
HRMS (ESI) caled for CioHjsO4N,CIF; [M + H] ©
427.0668, found 427.0667.

(E)-3-[4-(2-(4-F R 3L )-2- 58 AR 4 3)-3- FH Al Bt o
R2-F RGO/ (1) H a4, F 57.3%.
m.p. 144~145 “C; 'H NMR (400 MHz, CDCLs) 6: 8.14 (s,
1H, CH=C(CN)), 7.81 (d, J=2.1 Hz, 1H, Ar-H), 7.43~
7.33 (m, 5H, Ar-H), 6.95~6.89 (m, 1H, Ar-H), 5.20 (s,
2H, COCH,0), 4.37 (q, J=7.1 Hz, 2H, OCH,CH3), 3.96
(s, 3H, OCH3), 1.39 (t, J=7.1 Hz, 3H, OCH,CH3); 3C
NMR (100 MHz, CDCLy) d: 163.1, 154.6, 152.4, 149.7,
134.4, 134.2, 129.0, 128.6, 127.5, 125.0, 116.4, 112.8,
112.1, 99.7, 70.1, 62.6, 56.1, 14.3. HRMS (ESI) calcd for
C,1H70sNCI [M+H]" 398.0890, found 398.0804.

(E)-3-[4-(2-((3-F-5-( =5 FF &)k -2- %) S 2 &4
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AR 2-FE NG LFE(17a): A BE M, F=2%
63.7%. m.p. 160~161 “C;'H NMR (500 MHz, CDCl;) o:
8.15 (s, 1H, CH=C(CN)), 7.98 (d, J/=8.9 Hz, 2H, Ar-H),
7.82 (dd, J=2.2, 1.0 Hz, 1H, Ar-H), 7.69 (d, J=2.4 Hz,
1H, Ar-H), 6.94 (d, J=8.9 Hz, 2H, Ar-H), 4.48~4.43 (m,
2H, OCH2CH,0), 4.38 (dd, J=6.0, 3.1 Hz, 2H, OCH,-
CH:0), 4.35 (t, J=7.1 Hz, 2H, OCH,CH3), 1.38 (t, J=7.1
Hz, 3H, CH;); *C NMR (100 MHz, CDCl3) J: 162.90,
161.59, 158.38, 154.01, 136.68 (q, *Jrc=5.3 Hz), 133.64,
133.59, 127.42, 125.30, 122.63 (q, 'Jec =270.2 Hz),
116.00, 115.08, 109.16 (q, 2Jrc=35.6 Hz), 100.38, 65.03,
62.60, 50.86, 14.21. HRMS (ESI) calcd for CaH;704-
N,CIF; [M+H]" 441.0825, found 441.0823.

(E)-3-[4-(2-((3-F-5-( =5 F 3t me -2-28) 5 0 &
AR IR 2-FENAER T BR(17b): H (O Efk, 2R
66.2%. m.p. 141~142 ‘C;'H NMR (500 MHz, CDCL;) ¢:
8.15 (d, J=3.1 Hz, 1H, CH=C(CN)), 7.99~7.96 (m, 2H,
Ar-H), 7.82 (dd, J=2.3, 1.1 Hz, 1H, Ar-H), 7.69 (d, J=2.5
Hz, 1H, Ar-H), 6.95~6.92 (m, 2H, Ar-H), 4.47~4.45 (m,
2H, OCH:>CH,0), 4.40~4.37 (m, 2H, OCH,CH:0), 4.30
(t, J=6.7 Hz, 2H, OCH2CH,CH,CH3), 1.76~1.69 (m, 2H,
OCH,CH:CH,CH3), 1.45 (dd, J=15.1, 7.5 Hz, 2H,
OCH,CH,CH:CH3), 0.96 (t, J=7.4 Hz, 3H, CHs); *C
NMR (100 MHz, CDCls) J: 162.98, 161.58, 158.38,
153.96, 136.68 (q, Jec=5.3 Hz), 133.63, 127.42, 125.31,
122.63 (q, Jec=270.4 Hz), 115.95, 115.08, 109.16 (q,
2Jee=35.6 Hz), 100.40, 66.41, 65.02, 50.86, 30.55, 19.08,
13.72. HRMS (ESI) caled for C22H2104N2C1F3 [l\/[‘*’H]Jr
469.1137, found 469.1136.

322 444 6a~6b A= Ta~Tc 4945 Ak

il 50 mL S EB AR Om A A 5 (2.68
mmol). = ZJ%(4.02 mmol)Fl 20 mL JE7K — & F e -4
FEASY, VKB R EINAN =8 41 (3.21 mmol), BE=E
N2 2 h, TLC W R N ERE. RV ARG, A
40 mL /KIFH =& HFHEEEEL G0 mLX3), & IFEHLIAE,
TR BR PR T8, V3 IO I 4 J2 A 7 8 ik (Tt g/
LIRCTE, Viv=6:1~1:1)84EY 6a~6b. 7E1L
G Ta~Te AR, R =RORES N =N
B IR O, HE SR P IR AN AR,

(E)-3-(4- 5 A FL)-2- 8 FE-2'2',2"- = 5 2 FE TN A R T
(6a): FEOEA, 723 87.5%. m.p. 79~80 ‘C; 'H NMR
(500 MHz, CDCls) 6: 8.26 (s, 1H, CH=C(CN)), 8.07 (dd,
J=8.8, 5.3 Hz, 2H, Ar-H), 7.21 (t, J=9.9 Hz, 2H, Ar-H),
4.69 (q, J=8.1 Hz, 2H, CHy); *C NMR (100 MHz,
CDClL3) d: 164.87 (d, 'Jrc=259.1 Hz, ArC), 160.2, 154.4,
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133.1 (d, 3Jec=9.5 Hz), 126.4 (d, “Jsc=3.2 Hz), 121.5 (q,
Jpc=277.5 Hz, CF3), 116.0 (d, Ysc=22.2 Hz, Ar-C),
113.5, 99.6, 60.7 (q, 2Jrc=37.4 Hz, CH,CF;). HRMS
(ESI) caled for Ci;H¢O,NFy [M+H]" 272.0341, found
272.0329

(E)-3-(4-F A R 0 )-2- 3 2k -2',2" 2- = L HE T i
FRAG(6b): TEEE A, F2% 84.7%. m.p. 90~91 C; 'H
NMR (500 MHz, CDCls) &: 8.20 (s, 1H, CH=C(CN)),
8.02 (d, J=8.9 Hz, 2H, Ar-H), 6.99 (d, /=8.9 Hz, Ar-H),
4.66 (q, J=8.3 Hz, 2H, CH>), 3.89 (s, 3H, CH3); 3C NMR
(125 MHz, CDCl3) d: 164.6, 162.0, 156.3, 134.3, 124.1,
122.7 (q, Vec=277.4 Hz), 115.5, 115.1, 97.2, 61.5 (q,
2Jec=37.2 Hz), 55.8. HRMS (ESI) calcd for C1;HsO,NF,
[M+H]" 286.0674, found 286.0686.

(E)-2-FFE-N-(2',2"- 5 2,3 )-3-(4- 5 A 5 ) 7 s Tk
f(7a). AMEAE, P7F 69.4%. mp. 132~133 C; 'H
NMR (400 MHz, CDCls) &: 8.31 (s, 1H, CH=C(CN)),
8.00~7.95 (m, 2H, Ar-H), 7.22~7.16 (m, 2H, Ar-H), 6.69
(s, IH, CONH), 6.10~5.80 (m, 1H, CHF>), 3.81 (tdd, J=
14.6, 6.2, 4.1 Hz, 2H, CH,); 3C NMR (100 MHz, CDCls)
5: 165.4 (d, 'Jpe=257.4 Hz, Ar-C), 160.9, 152.6, 133.3 (d,
3Jec=9.2 Hz, Ar-C), 127.9 (d, “Jsc=3.3 Hz, Ar-C), 116.7
(d, 2Jgc=22.1 Hz, Ar-C), 116.5, 113.1 (t, Jpc=241.9 Hz,
CHF,), 102.6, 42.6 (t, 2Jxc=26.9 Hz, CH,CHF,). HRMS
(ESI) caled for CHgO.NF, [M+H]" 253.0594, found
253.0583.

(E)-2-F 2 -3-(4- AR R DR IR )-N-(2',2',2'- =3 4. 3%)
A 0% Tt i (Tb): B €8 [ 4, 772 85.2%. mup. 177~
178 °C; '"H NMR (500 MHz, CDCL3) 6: 8.29 (s, 1H, CH=
C(CN)), 7.94 (d, J=11.8 Hz, 2H, Ar-H), 6.98 (d, J=9.0
Hz, 2H, Ar-H), 6.66 (t, J=6.1 Hz, 1H, CONH), 4.11~
4.02 (m, 2H, CH,), 3.88 (s, 3H, CH;); '*C NMR (125
MHz, CDCls) &: 163.9, 161.5, 154.1, 133.6, 124.4, 123.9
(q, Jrc=278.8 Hz), 117.4, 1149, 99.0, 55.7, 41.5 (q,
2Jgc =35.2 Hz). HRMS (ESI) caled for Ci3H;002N,F;
[M+H]" 283.0700, found 283.0688.

(E)-2-FFE-N-(2',2'- 5 4. 3%)-3-(4- F AL H ) A/
WEERE(Te): AR, 772 78.9%. mp. 133~134 C;
'H NMR (500 MHz, CDCL3) 6: 8.26 (s, 1H, CH=C(CN)),
7.94 (d, J=8.9 Hz, 2H, Ar-H), 6.98 (d, J=9.0 Hz, 2H,
Ar-H), 6.59 (t, J=5.1 Hz, 1H, CONH), 5.92 (tt, J=55.9,
4.2 Hz, 1H, CHF,), 3.88 (s, 3H, CHs), 3.79 (tdd, J=14.5,
6.2, 4.1 Hz, 2H, CH,); '*C NMR (125 MHz, CDCl) ¢:
163.8, 161.7, 153.5, 133.5, 124.4, 117.5, 114.9, 113.3 (t,
Jec=241.9 Hz), 99.3, 55.7, 42.6 (t, YJsc=26.9 Hz).
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HRMS (ESI) caled for Ci3H;10.NoF, [M+H]' 265.0973,
found 265.0783.
3.3 HEYIEMENE
33.1 BARSt —# s TR R KRG HREH
)

Z: HRARTE 1) 7 VEPOSR Y R p AR A 2k R, JRadE
AT 7 LR HyE PR i, AT i 24 R0 A TR 1 > BE 1 of
B, DA S S2i & 0 52 A S A M BE(CK). 3%
PRI E N 100 F1 50 mg/L, K IR Huydkill & Hoxd —
WA T TTAREE 2R 0 72 h I RS AR R 2R G I, GRS M
HIAL S — 5 MR T — S R RS L i 72 h [k
BB E (LCso). FANMFL=ANT 47, LI EE =R,
SR mERIR. FIH LT AU B4 du i sbr
RAFZIESET R (CK HILT- RN T 5% AR IESET
)

BE T3 (%) = AL FRALFE T4 h My AL B2 s K X

100%

RIEFET-H (%) = (M BEAHBE T 5 — 25 (41381 R )/

(100— 2 FHEHBET %) X 100%
332 B AS B AKETREARFHFE LXK
k6 B AR E PN

TEIRFE T IR 8 HUR 3E 77 07 1225 bk — PR A ok 3R
13 W KRB TR . W /KRBT R 2k HUBF 21 15 77 47 (1)
KA E R IR b, 27 CAME R PR R 710
d. B 2~3 DMKKRETRE iR, H LB 7KK
Hrp g diph , B E 5 mL B0 T 6000 r/min B0
5min, FF_ L. KEIRGE G KRS TR LR B fh B — AN
HIKA R 975 b, 48 h Ja B K B ACK B 33 A K
FET-IRLR dU R L R ph P R B R AP, 9 2 h, /K
FE I 28t Hy 0K T B 2] 33 P 855 R 1L | 2204 /K 131
P, LB FKERIEB IR IR 1~2 K, I
BTK, BBER IR RO IR, N 27 C
ARG TR E 48 h 5, MUKy g . i
22 M R S R TV, TEK R TRk R H
2R R B PROR 2R s PRI, BRI N Tioxazafen
FREST IR AN, HABI 55 3.3.1 THIE MR 7 &5
3.4 EBEANE

DL 08 R AR G5 4 ORI AR R, 0 R T R 4
28 RS M R AT A 31 NG, WEIREN 0
(CK)~ 25. 50 F1 100 mg/L 32 RMEHAT J5 825256
341 BAMULAITE FTARL R R TG Hk

LR AN HE T 55 3.3 1 —3%, 1B 72 h JE g
FHAN [ P55 52 A A B PR B 7 AR A5 2 K AR BDIRES, JF
158 FBC A AR ML ) St A i R
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3.4.2
G

A 7 AR 45 28 i U () SR R AL R B e 2 T
38 SCHk[22] 58 B, 45 SR DRI IR AR R, R
ZNTIAT G HT, Rl —F Bk (a, b, o) 7[R —FH [1°F
PHER A B3E Z 57 (p<0.05).
343  BARLA 43t d AR 4 K R B R IS AR EY
et

RIRAB TR G 3.3 W8 KA EIT L
F 1.5 mL B0 6000 r/min B0 5 min, 3 EiE, £
RS R gk s ib gk i, F T3t —25588. (1) ROS 1
FEAE AN AEERZLINN 500 pL 10 um [ H,DCFDA %¢
B, 20 CRHOEY 1 h, LHEKEER =R QB R
AR ERKIEG 2 IR, B TESSR(EEER 2
— Rl B BN, G R mIEA G I
1 mL 1% 2 5 FEE [ e VI 2 3 h, S8R5 7 ki 1
mL 20%, 50%f1 70%) B AT K AR BE, 4N 4b
PE 10 min, 2 J5H 0.5 mL K% N 5 mg/L [1JE % 4 4l
et 1 h, FJaHTEHEKEGRBIAE LG, Aiih %%
BB RN R, HOEEE A Image T ERE, &
M=, ERERNHEXFT CK FESE. RH b %
ST AT Gt o M, Wl — F BE(a, b, ¢, d)FE[F —
Bl R E I E B A B E E 5 (p<0.05).

B AR a4 3t iy T AR 25 & R RIP I R 69 %

HENA RL(Supporting Information) {L&4) 3f K&K
gh A SR, (L& 3a~3n, 6a~6b, 7Ta~Tc,
11a~11g 1 17a~17b ] 'H NMR, *C NMR F1 HRMS
Bl X SRl n] DA 4 2% AT I 328 (http://sioc-journal.
cn/) B R E

References

[1] Blaxter, M. PLoS Biol. 2011, 9, ¢1001050.

[2] Wang, G. L.; Chen, X. L.; Deng, Y. Y.; Li, Z.; Xu, X. Y. J. Agric.
Food Chem. 2015, 63, 6883.

[3] Abad, P.; Favery, B.; Rosso, M. N.; Castagnone, S. P. Mol. Plant
Pathol. 2003, 4,217.

[4] Wang, F.; Zhang, L. H.; Wang, Z. M. China Plant Prot. 2017, 37,

2216

http://sioc-journal.cn/

[14]

[15]
[16]
[17]

[18]
[19]

[20]
[21]
[22]
[23]
[24]
[25]
[26]
[27]
[28]
[29]

[30]
[31]

© 2023 Shanghai Institute of Organic Chemistry, Chinese Academy of Sciences

54.

Zhuang, H. C.; Ying, Y. X. Plant Prot. 2016, 490, 77 (in Chinese).
(FESA7, FHRE, MR, 2016, 490, 77.)

Kumar, R. M.; Rao, M.; Reddy, M.; Wang, Q; Li, Y.; Zhang, L.; Du,
B.; Yellareddygari, S. Egypt. J. Biol. Pest Control. 2011, 456.
Collange, B.; Navarrete, M.; Peyre, G.; Mateille, T.; Tchamitchian,
M. Crop Prot. 2011, 30, 1251.

Keiser, J.; Utzinger, J. Jama 2008, 299, 1937.

Meher, H. C.; Gajbhiye, V. T.; Chawla, G.; Singh, G. Pest Manage.
Sci. 2009, 65, 1201.

Fuller, V. L.; Lilley, C. J.; Urwin, P. E. New Phytol. 2008, 180, 27.
Chen, J. X.; Song, B. A. J. Integr. Agric. 2021, 20, 2015.

Nguyen, L. T.; Jang, J. Y.; Kim, T. Y.; Yu, N. H.; Park, A. R.; Lee,
S.; Bae, C. H.; Yeo, J. H.; Hur, J. S.; Park, H. W.; Kim, J. C. Pestic.
Biochem. Physiol. 2018, 148, 133.

Dang, Q. L.; Kim, W. K.; Nguyen, C. M.; Choi, Y. H.; Choi, G. J.;
Jang, K. S.; Park, M. S.; Lim, C. H.; Luu, N. H.; Kim, J. C. J.
Agric. Food Chem. 2011, 59, 11160.

Caboni, P.; Saba, M.; Oplos, C.; Aissani, N.; Maxia, A.; Menkisso-
glu-Spiroudi, U.; Casu, L.; Ntalli, N. Pest Manage. Sci. 2015, 71,
1099.

Jia, H. W.; Guo, W.; Li, W.; Li, T. F.; Chen, X. L.; Li, Z.; Xu, X. Y.
J. Chem. Res. 2019, 43, 161.

Chen, J.X.; Qing, X. L.; Song, B. A. J. Agric. Food Chem. 2020,
68, 12175.

Jeschke, P. Pest Manage. Sci. 2017, 73, 1053.

Jeschke, P. Pest Manage. Sci. 2016, 72, 433.

Lahm, G. P.; Desaeger, J.; Smith, B. K.; Thomas, F. P.; Michel, A.
R.; Tony, M.; Roman, K.; Renee, M. L.; Anne, D.; Brenton, T. S.;
Daniel, C.; Tim, T.; John, A. W. Bioorg. Med. Chem. Lett. 2017, 27,
1572.

Chen, J. X.; Yi, C.F.; Wang, S. B.; Wu, SK.; Li, S. Y,; Hu, D. Y;;
Song, B. A. Bioorg. Med. Chem. Lett. 2019, 29, 1203.
Rajasekharan, S. K.; Lee, J.-H.; Ravichandran, V.; Kim, J.-C.; Park,
J. G; Lee, J. Sci. Rep. 2019, 9, 2010.

Satish, K. R.; Seulbi, K.; Kim, J. C.; Jintae, L. Pestic. Biochem.
Phys. 2020, 163, 76.

Rajasekharan, S. K.; Lee, J.-H.; Ravichandran, V.; Lee, J. Sci. Rep.
2017, 7, 6803.

Yu, Y.; Hua, X.; Chen, H.; Wang, Y.; Li, Z.; Han, Y.; Xiang, M. En-
viron. Pollut. 2020, 264, 114731.

Wei, C. Q.; Huang, J. J.; Luo, Y. Q.; Wang, S. B.; Wu, S. K.; Xing,
Z.F.; Chen, J. X. Pestic. Biochem. Physiol. 2021, 175, 104857.
Yang, H. Y.; Zhang, W.; Liu, Q. ChemistrySelect 2019, 4, 10819.
Krishnan, G. R.; Sreekumar, K. Eur. J. Org. Chem. 2008, 4763.

Jia, X. L.; Zhang, X. Y.; Wang, Z. J.; Zhao, S. H. Synth. Commun.
2022, 52,774.

Oskooie, H. A.; Roomizadeh, E.; Heravi, M. M. J. Chem. Res.
2006, 246.

Shen, Y.; Yang, B. Synth. Commun. 1989, 3069.

Paliwal, P.; Jetti, S. R.; Jain, S. Chem. Sci. Trans. 2012, 1, 494.

(Lu, Y.)

Chin. J. Org. Chem. 2023, 43,2206~2216




<<
  /ASCII85EncodePages false
  /AllowTransparency false
  /AutoPositionEPSFiles true
  /AutoRotatePages /None
  /Binding /Left
  /CalGrayProfile (Dot Gain 20%)
  /CalRGBProfile (sRGB IEC61966-2.1)
  /CalCMYKProfile (U.S. Web Coated \050SWOP\051 v2)
  /sRGBProfile (sRGB IEC61966-2.1)
  /CannotEmbedFontPolicy /Error
  /CompatibilityLevel 1.4
  /CompressObjects /Tags
  /CompressPages true
  /ConvertImagesToIndexed true
  /PassThroughJPEGImages true
  /CreateJobTicket false
  /DefaultRenderingIntent /Default
  /DetectBlends true
  /DetectCurves 0.0000
  /ColorConversionStrategy /CMYK
  /DoThumbnails false
  /EmbedAllFonts true
  /EmbedOpenType false
  /ParseICCProfilesInComments true
  /EmbedJobOptions true
  /DSCReportingLevel 0
  /EmitDSCWarnings false
  /EndPage -1
  /ImageMemory 1048576
  /LockDistillerParams false
  /MaxSubsetPct 100
  /Optimize true
  /OPM 1
  /ParseDSCComments true
  /ParseDSCCommentsForDocInfo true
  /PreserveCopyPage true
  /PreserveDICMYKValues true
  /PreserveEPSInfo true
  /PreserveFlatness true
  /PreserveHalftoneInfo false
  /PreserveOPIComments true
  /PreserveOverprintSettings true
  /StartPage 1
  /SubsetFonts true
  /TransferFunctionInfo /Apply
  /UCRandBGInfo /Preserve
  /UsePrologue false
  /ColorSettingsFile ()
  /AlwaysEmbed [ true
  ]
  /NeverEmbed [ true
  ]
  /AntiAliasColorImages false
  /CropColorImages true
  /ColorImageMinResolution 300
  /ColorImageMinResolutionPolicy /OK
  /DownsampleColorImages true
  /ColorImageDownsampleType /Bicubic
  /ColorImageResolution 600
  /ColorImageDepth -1
  /ColorImageMinDownsampleDepth 1
  /ColorImageDownsampleThreshold 1.50000
  /EncodeColorImages true
  /ColorImageFilter /DCTEncode
  /AutoFilterColorImages true
  /ColorImageAutoFilterStrategy /JPEG
  /ColorACSImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /ColorImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000ColorACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000ColorImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasGrayImages false
  /CropGrayImages true
  /GrayImageMinResolution 300
  /GrayImageMinResolutionPolicy /OK
  /DownsampleGrayImages true
  /GrayImageDownsampleType /Bicubic
  /GrayImageResolution 600
  /GrayImageDepth -1
  /GrayImageMinDownsampleDepth 2
  /GrayImageDownsampleThreshold 1.50000
  /EncodeGrayImages true
  /GrayImageFilter /DCTEncode
  /AutoFilterGrayImages true
  /GrayImageAutoFilterStrategy /JPEG
  /GrayACSImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /GrayImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000GrayACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000GrayImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasMonoImages false
  /CropMonoImages true
  /MonoImageMinResolution 1200
  /MonoImageMinResolutionPolicy /OK
  /DownsampleMonoImages true
  /MonoImageDownsampleType /Bicubic
  /MonoImageResolution 1200
  /MonoImageDepth -1
  /MonoImageDownsampleThreshold 1.50000
  /EncodeMonoImages true
  /MonoImageFilter /CCITTFaxEncode
  /MonoImageDict <<
    /K -1
  >>
  /AllowPSXObjects false
  /CheckCompliance [
    /None
  ]
  /PDFX1aCheck false
  /PDFX3Check false
  /PDFXCompliantPDFOnly false
  /PDFXNoTrimBoxError true
  /PDFXTrimBoxToMediaBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXSetBleedBoxToMediaBox true
  /PDFXBleedBoxToTrimBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXOutputIntentProfile ()
  /PDFXOutputConditionIdentifier ()
  /PDFXOutputCondition ()
  /PDFXRegistryName ()
  /PDFXTrapped /False

  /CreateJDFFile false
  /Description <<

    /BGR <>
    /CHT <FEFF4f7f752890194e9b8a2d7f6e5efa7acb7684002000410064006f006200650020005000440046002065874ef69069752865bc9ad854c18cea76845370524d5370523786557406300260a853ef4ee54f7f75280020004100630072006f0062006100740020548c002000410064006f00620065002000520065006100640065007200200035002e003000204ee553ca66f49ad87248672c4f86958b555f5df25efa7acb76840020005000440046002065874ef63002>
    /CZE <>
    /DAN <>
    /DEU <>
    /ESP <>
    /ETI <>
    /FRA <>
    /GRE <>

    /HRV (Za stvaranje Adobe PDF dokumenata najpogodnijih za visokokvalitetni ispis prije tiskanja koristite ove postavke.  Stvoreni PDF dokumenti mogu se otvoriti Acrobat i Adobe Reader 5.0 i kasnijim verzijama.)
    /HUN <>
    /ITA <>
    /JPN <FEFF9ad854c18cea306a30d730ea30d730ec30b951fa529b7528002000410064006f0062006500200050004400460020658766f8306e4f5c6210306b4f7f75283057307e305930023053306e8a2d5b9a30674f5c62103055308c305f0020005000440046002030d530a130a430eb306f3001004100630072006f0062006100740020304a30883073002000410064006f00620065002000520065006100640065007200200035002e003000204ee5964d3067958b304f30533068304c3067304d307e305930023053306e8a2d5b9a306b306f30d530a930f330c8306e57cb30818fbc307f304c5fc59808306730593002>
    /KOR <FEFFc7740020c124c815c7440020c0acc6a9d558c5ec0020ace0d488c9c80020c2dcd5d80020c778c1c4c5d00020ac00c7a50020c801d569d55c002000410064006f0062006500200050004400460020bb38c11cb97c0020c791c131d569b2c8b2e4002e0020c774b807ac8c0020c791c131b41c00200050004400460020bb38c11cb2940020004100630072006f0062006100740020bc0f002000410064006f00620065002000520065006100640065007200200035002e00300020c774c0c1c5d0c11c0020c5f40020c2180020c788c2b5b2c8b2e4002e>
    /LTH <>
    /LVI <>
    /NLD (Gebruik deze instellingen om Adobe PDF-documenten te maken die zijn geoptimaliseerd voor prepress-afdrukken van hoge kwaliteit. De gemaakte PDF-documenten kunnen worden geopend met Acrobat en Adobe Reader 5.0 en hoger.)
    /NOR <>
    /POL <>
    /PTB <>
    /RUM <>
    /RUS <>
    /SKY <>
    /SLV <>
    /SUO <>
    /SVE <>
    /TUR <>
    /UKR <>
    /ENU (Use these settings to create Adobe PDF documents best suited for high-quality prepress printing.  Created PDF documents can be opened with Acrobat and Adobe Reader 5.0 and later.)
    /CHS <FEFF4f7f75288fd94e9b8bbe5b9a521b5efa7684002000410064006f006200650020005000440046002065876863900275284e8e9ad88d2891cf76845370524d53705237300260a853ef4ee54f7f75280020004100630072006f0062006100740020548c002000410064006f00620065002000520065006100640065007200200035002e003000204ee553ca66f49ad87248672c676562535f00521b5efa768400200050004400460020658768633002>
  >>
  /Namespace [
    (Adobe)
    (Common)
    (1.0)
  ]
  /OtherNamespaces [
    <<
      /AsReaderSpreads false
      /CropImagesToFrames true
      /ErrorControl /WarnAndContinue
      /FlattenerIgnoreSpreadOverrides false
      /IncludeGuidesGrids false
      /IncludeNonPrinting false
      /IncludeSlug false
      /Namespace [
        (Adobe)
        (InDesign)
        (4.0)
      ]
      /OmitPlacedBitmaps false
      /OmitPlacedEPS false
      /OmitPlacedPDF false
      /SimulateOverprint /Legacy
    >>
    <<
      /AddBleedMarks false
      /AddColorBars false
      /AddCropMarks false
      /AddPageInfo false
      /AddRegMarks false
      /ConvertColors /ConvertToCMYK
      /DestinationProfileName ()
      /DestinationProfileSelector /DocumentCMYK
      /Downsample16BitImages true
      /FlattenerPreset <<
        /PresetSelector /MediumResolution
      >>
      /FormElements false
      /GenerateStructure false
      /IncludeBookmarks false
      /IncludeHyperlinks false
      /IncludeInteractive false
      /IncludeLayers false
      /IncludeProfiles false
      /MultimediaHandling /UseObjectSettings
      /Namespace [
        (Adobe)
        (CreativeSuite)
        (2.0)
      ]
      /PDFXOutputIntentProfileSelector /DocumentCMYK
      /PreserveEditing true
      /UntaggedCMYKHandling /LeaveUntagged
      /UntaggedRGBHandling /UseDocumentProfile
      /UseDocumentBleed false
    >>
  ]
>> setdistillerparams
<<
  /HWResolution [2400 2400]
  /PageSize [612.000 792.000]
>> setpagedevice


