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Synthesis and Fungicidal Activities of 2-Benzylthio(sulfonyl)-5-
methyl-7-substituted benzyloxy-1,2,4-triazolo[1,5-a] pyrimidine
Derivatives

Lin, Xuanfu Tan, Zan Liu, Yong He, Yinju Bao, Xiaoping™
(Key Laboratory of Green Pesticide and Agricultural Bioengineering, Ministry of Education, Center for Research and
Development of Fine Chemicals, Guizhou University, Guiyang 550025)

Abstract
2-benzylthio-5-methyl-7-substituted benzyloxy-1,2,4-triazolo[1,5-a]pyrimidine derivatives Sa~5l and their sulfonyl ana-

Using 2-benzylthio-5-methyl-7-hydroxyl-1,2,4-triazolo[1,5-a]pyrimidine as starting material, twelve novel

logues 6a~61 were synthesized through sequential reactions of etherification and oxidation, respectively. Their structures
were characterized by 'H NMR, IR, MS and elemental analysis. The preliminary bioassay indicated that some compounds
exhibited certain fungicidal activities, for example, the inhibition rates of compounds Se, Sk and 51 (50 pg/mL) against Botrytis

cinerea were 61%, 69% and 85%, respectively.

Keywords 1,2,4-triazolo[1,5-a]pyrimidine; thioether (sulfone); oxygen ether; synthesis; fungicidal activity
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S%/Q\ | AcOH/reflux 0\\//0 NN
N~ N7 CH, s By
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5a ~ 5l

6a ~ 6l
5a, 6a: R = CgHs; 5b, 6b: R = 4-FCgHy;
5c, 6¢: R = 2-FCqHy; 5d, 6d: R = 4-CHyCoHy;
5e, 6e:R = 2'CH3C6H4; 5f, 6f:- R= 3-CH3CGH4;
5g, 6g: R = 4-C(CHy)3CqHy; 5h, 6h: R = 2,6-CloCeHs;
5i, 6i: R = 4-CICgHy; 5§, 6j: R = 5-Cl-2-thiazolyl;
5k, 6k: R = 4-CH30CgHy; 51, 6I: R = 3-FCgHy4

Scheme 1

1 GRE5HE
1.1 KIS

PIE A Sk R 6k A 451K 1 I A8 A 1T JE RF AR AL AL
AR, fE DMSO-ds H, L&Y Sk 11 5-f7 CHs,
SCH,, OCH, Al = M Jfmg e 38 _ 6-437. CH 1) 6 43731 4 2.35,
4.43, 5.41 f16.01; L& 6k [ IR 1) 6 W45 K
2.39, 4.92, 5.47 f1 6.21. M\ _Er[LLEH, SCH, f1F4 I 6-
{7 CH RSN o MR RE shi I 8, IX AR
PRI HEP TRV TS 76 IR H, 45 5k A
6k MIREmET C—O MgaiRshrmlh 1261 F1 1247
em ', 6k {1 SO, MIASKIFRFINFR AR 4 IR 5073 ) BLAE
1334 111149 cm™ .
1.2 BHirE&¥riNEE 4

M 1T, AE 50 pg/mL KK R, JLTRTE Hbs
AP K TSI R~ BRARE 2000 B . Th % B 28 0
B ANEZ IR A TC A SR E L, AR 2 ST A
WHA e EIE . [EEF R, SR ITH
H bw AL B W RS 2 T 2 TR 5995 e 08 2 L 6 B 3k 1)
EETE, b S, Sk, ST FIFNHIZ 58 61%,
69%F 85%. ZE LTI 4, ik BEC A AL N IE 5 B 1S
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993 B (IR0 54%, Ak SN 21 BT3B 1)
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FH L RIE T S5d (55%) B35 AL T 2-H 2 1) Se (45%)
FE 3-FEN 5F (32%). ART, RIR EHUREE MR H
TR B AR A () 0 R M T A R I
FIREM. 5 SCHR[4) R OB G 7-07 5 — MR I 5 5% 6k 1)
2R FE-1,2,4- = T 1,5-a] W e AL S WM L, AL
B PSR A PIE 21 BSTAS IR B /N AR B AN
HROR 2295 A1 (0 T PEAE AR B — e 4 . Ak,
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Bk Bt S TR B3 B« 7K ARG SOR 9 B R B AURY 2595
PR AR 28 A AR AR T SCBR(12] 1 TR IE 1 707 544
LRI BATOHY 2- W FE-1,2,4- = M I [ 1,5-a B nE 254k &
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2 %

ASCLL 2-" AR FE-5- F HE-7- 0 - 1,2, 4- = 5[ 1,5-4]
WA A A SRR, 8k kAL R A2k S N 43 A R T 12
AL 2- RO IE-5- F L -7- U R AR 4 - 1,2,4- = M
[1,5-a]WEmE S5tk &4 5a~51 K HRFER LI 6a~e6l. #]
ACPUBE EA EE RR W, KR B R B T H bR
G W) S5 TR 503 B S R IR M T 5 W S P A ol 3 12k
o ik A S1 S I 0 R 24790 22 B R LT A 24,

3 LEES
3.1 UEARF

P X4 e R SAGE; IR i Shimadzu
Prestige-21 2T AN E (KBr JEJ4); "H NMR
Joel ECX-500 BUAZ MG LRI & (TMS A A bxR); i Hi
Agilent 1100 MSD-Trap-VL JFil il 5 ; J6 &0 Hr i
Elementar Vario-III BT 240 HT 4G €. B A A
T A al.

3.2 &
32,1 2-FAE-5-F R -7-%3-12.4- =2 F[1,5-a]"F
" (4) 896 A%,

A 4 (A RS BOCER[13]. mp. 255~256 C
(1it."¥: 252~253 °C); '"H NMR (DMSO-d,, 500 MHz) J:
2.92 (s, 3H), 4.44 (s, 2H), 5.82 (s, 1H), 7.25~7.46 (m,
5H), 13.20 (s, 1H).
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F1 HEMEEY 5a~51 Fil 6a~61 7 50 pg/mL WK N 30 EE T G0HIER /%)
Table 1 Fungicidal activities of Sa~51 and 6a~ 6l (inhibition rate/%, 50 pg/mL)

Compd. P. sasakii F. oxysporum B. cinerea P. infestans G. zeae R. solani
5a 10 15 33 22 16 31
5b 1 23 42 14 6 20
5¢ 7 23 61 19 16 25
5d 5 28 55 15 22 25
Se 5 27 45 13 21 28
5f 10 12 32 20 25 26
5¢ 11 27 53 11 23 24
5h 7 17 57 11 16 24
5i 8 20 51 15 23 21
5j 4 13 48 12 54 21
5k 8 23 69 12 19 20
51 31 27 85 21 26 52
6a 9 19 7 16 18 21
6b 22 17 51 13 23 39
6¢c 14 2 28 16 18 37
6d 9 5 27 15 25 37
6e 26 19 0 14 26 35
6f 4 19 14 13 28 33
6g 12 19 4 20 27 33
6h 24 8 52 16 13 40
6i 15 19 48 18 36 30
6j 24 19 7 18 13 31
6k 1 10 38 19 27 33
6l 4 16 48 13 14 28

Carbendazim 100 100 100 100 100 100

322 2-FEE-5-F AR -7T-BRARFAA-1,2,4- =0k 5
[1,5-a]"%w% (5a~51)8) 5%,

76 50 mL [FEJEFSM PN 0.272 g (1 mmol)H A 44
4,0.207 g (1.5 mmol) 57K K,CO5 A1 25 mL A, T % i
FHEEE 1 h SN 1.2 mmol BUREER 0.199 g (1.2
mmol)ILALER, Ak nFA[EL s . TLC PRER 3 J5URkE
fese A s b O, A HIA =, WRAE OB K A
NKH, B E M E AT, A5 2 oK R
BT, W4 )G DA H CHCL-EtOH (V@ V=1 : 3)
LS Sa~5.

323 2-FARAE-5-F A -7-BRARF A AL-1,2,4- = o 5F
[1,5-a]"5 72 (6a~ 6l) &9 &A%,

7 50 mL [FJES A 1 mmol {44 5a~51 Al
15 mL JKESER, AR n) IR JR A 2183 n 0.237 ¢
(1.5 mmol) KMnO, [F7K#, TLC BRER Y, JEBHE 2K
Jei LRI AT NaHSO; K HE KN, Fi I IK 2 4
APAREAGYIENH, ##E, #yE, H DMF-EtOH
Vo v=1:3)ELHHLEY 6a~6l.

2-FR M -5 F -7 A 21,2, 4- I [1,5-a ] R
(5a): A0 FAR, 775 71.8%. mp. 146~148 C; 'H
NMR (CDCls, 500 MHz) d: 2.34 (s, 3H), 4.49 (s, 2H), 5.46
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(s, 2H), 5.89 (s, 1H), 7.15 (d, J=6.3 Hz, 2H), 7.23~7.31
(m, 3H), 7.33~7.38 (m, 3H), 7.42 (d, J=6.9 Hz, 2H); IR
(KBr) v: 3045, 1559, 1462, 1267 cm™'; ESI-MS m/z: 363.1
([M+H]+). Anal. calcd for C,0H sN,OS: C 66.28, H 5.01,
N 15.46; found C 66.36, H 5.11, N 15.66.

2- R FE 254 F 3L -7-(4- R D )-1,2,4- — M
[1,5-a]®E0E(Sb): bk, 77% 57.9%. m.p. 135~137
‘C; '"H NMR (CDCl;, 500 MHz) 6: 2.35 (s, 3H), 4.50 (s,
2H), 5.41 (s, 2H), 5.88 (s, 1H), 7.04 (t, J=8.6 Hz, 2H),
7.16~7.19 (m, 2H), 7.24~7.31 (m, 3H), 7.42 (d, J=8.0
Hz, 2H); IR (KBr) v: 3072, 1558, 1454, 1263 cm ';
ESI-MS m/z: 381.1 ((M+H]"). Anal. caled for Cy0H;-F-
N,OS: C 63.14, H 4.50, N 14.73; found C 63.25, H4.78, N
14.88.

2- R AL -5 L -7-(2- R AR AR )-1,2,4- = IE
[1,5-a]"%WE(Se): H g, /% 57.1%. mp. 92~9%
“C; '"H NMR (CDCl;, 500 MHz) : 2.35 (s, 3H), 4.50 (s,
2H), 5.51 (s, 2H), 5.91 (s, 1H), 7.04 (t, J=7.5 Hz, 1H),
7.09~7.14 (m, 2H), 7.23~7.36 (m, 4H), 7.42 (d, J=6.9
Hz, 2H); IR (KBr) v: 3028, 1558, 1456, 1267 cmfl;
ESI-MS m/z: 381.0 ((M+H]"). Anal. caled for C,0HsF-
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N,OS: C 63.14, H 4.50, N 14.73; found C 63.23, H4.77,N
15.02.

2- R Jk -5- H L -7-(4- W JE R A 0 )-1,2,4- = M JF
[1,5-a]WERE(5d): AHERR, 7% 73.4%. mp. 129~131
‘C; '"H NMR (CDCl;, 500 MHz) d: 2.33 (s, 3H), 2.35 (s,
3H), 4.50 (s, 2H), 5.42 (s, 2H), 5.88 (s, 1H), 7.05 (d, J=
8.0 Hz, 2H), 7.15 (d, J=8.0 Hz, 2H), 7.24~7.31 (m, 3H),
7.42 (d, J=6.9 Hz, 2H); IR (KBr) v: 3028, 1558, 1454,
1261 cm™'; ESI-MS m/z: 377.1 ((M~+H]"). Anal. calcd for
C,HyoN,0S: C 67.00, H 5.35, N 14.88; found C 66.74, H
5.55,N 14.99.

2-F I -5 F AL -7-(2- LR A R )-1,2,4- — M JF
[1,5-a]MERE(Se): AR, =% 61.7%. m.p. 135~137
‘C; '"H NMR (DMSO-dg, 500 MHz) d: 2.28 (s, 3H), 2.39
(s, 3H), 4.39 (s, 2H), 5.43 (s, 2H), 6.10 (s, 1H), 6.66 (d,
J=7.5 Hz, 1H), 7.12 (t, J=7.5 Hz, 1H), 7.20~7.28 (m,
5H), 7.36 (d, J=17.5 Hz, 2H); IR (KBr) v: 3028, 1558,
1457, 1267 cm™'; ESI-MS m/z: 377.1 ((IM~+H]"). Anal.
calcd for C,;H,,N4OS: C 67.00, H 5.35, N 14.88; found C
66.83, H 5.42, N 14.83.

2- NI AL -5- F L -7-(3- T R A AR )-1,2,4- = M JF
[1,5-a]WE0E (5f): FE A, 775 56.4%. m.p. 96~98 C;
'H NMR (CDCls, 500 MHz) 6: 2.32 (s, 3H), 2.33 (s, 3H),
4.50 (s, 2H), 5.42 (s, 2H), 5.89 (s, 1H), 6.92~6.94 (m,
2H), 7.13 (d, J=17.5 Hz, 1H), 7.22~7.30 (m, 4H), 7.42 (d,
J=6.9 Hz, 2H); IR (KBr) v: 3030, 1558, 1456, 1263 cm ';
ESI-MS m/z: 377.1 ([M+H]+). Anal. calcd for C, HyoNy-
0S: C 67.00, H 5.35, N 14.88; found C 67.08, H 5.36, N
15.08.

2- W -5- A - 7-(4- B0 T B AR )-1,2,4- g
[1,5-a]WE0E(Sg): IR R, 77% 50.7%. m.p. 163~165
‘C; "H NMR (CDCls, 500 MHz) 6: 1.30 (s, 9H), 2.36 (s,
3H), 4.50 (s, 2H), 5.43 (s, 2H), 5.89 (s, 1H), 7.10 (d, J=
8.0 Hz, 2H), 7.26~7.29 (m, 3H), 7.36 (d, J=8.0 Hz, 2H),
7.43 (d, J=6.3 Hz, 2H); IR (KBr) v: 2960, 1558, 1458,
1267 cm™'; ESI-MS m/z: 419.1 ((M+H]"). Anal. calcd for
Ca4Hy6N,0S: C 68.87, H 6.26, N 13.39; found C 68.70, H
6.09, N 13.52.

2- R L -5- H 3E-7-(2,6- R A IE)-1,2,4- = Jf
[1,5-a]ERE(Sh): AAEK, 7% 48.4%. m.p. 161~163
‘C; '"H NMR (CDCl;, 500 MHz) d: 2.28 (s, 3H), 4.45 (s,
2H), 5.77 (s, 2H), 5.87 (s, 1H), 7.23~7.31 (m, 4H), 7.34~
7.38 (m, 4H); IR (KBr) v: 3070, 1543, 1456, 1265 cm™';
ESI-MS m/z: 431.0 (M + H] "). Anal. caled for
CaoH 6CLN4OS: C 55.69, H 3.74, N 12.99; found C 55.42,
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H 3.76, N 13.18.

2- R AL L -5- L 7-(4- AU A R )-1,2,4- = JE
[1,5-a]WEmE(ST): Ak, 775 47.5%. mp. 183~185
‘C; '"H NMR (CDCl;, 500 MHz) 8: 2.33 (s, 3H), 4.49 (s,
2H), 5.41 (s, 2H), 5.89 (s, 1H), 7.11 (d, J=8.6 Hz, 2H),
7.23~7.30 (m, 3H), 7.33 (d, J=8.6 Hz, 2H), 7.41 (d, J=
6.9 Hz, 2H); IR (KBr) v: 3043, 1558, 1454, 1263 cm ';
ESI-MS m/z: 397.0 (M + H] "). Anal. caled for
C,H,7CIN,OS: C 60.52, H 4.32, N 14.12; found C 60.58,
H 4.60, N 14.15.

2- i -5 F L -7-(5- G -2-WE MR WY HH A4 3 )-1,2,4- =
M [1,5-a]WEWE(S]): LRI, 773 66.5%. m.p. 161~
163 °C; 'H NMR (CDCls, 500 MHz) 6: 2.50 (s, 3H), 4.52
(s, 2H), 5.45 (s, 2H), 5.87 (s, 1H), 7.27~7.29 (m, 1H),
7.33 (t, J=17.5 Hz, 2H), 7.45 (d, J=17.5 Hz, 2H), 7.58 (s,
1H); IR (KBr) v: 3082, 1556, 1458, 1296 cm '; ESI-MS
m/z: 404.0 ((M~+H]"). Anal. caled for C,;H,4CIN50S,: C
50.55, H 3.49, N 17.34; found C 50.33, H 3.38, N 17.56.

2- W -5 -7 (4- A BSR4 3 )-1,2,4- =TT
[1,5-a]MENE(5k): TEA AR, P25 70.3%. m.p. 126~128
“C; '"H NMR (DMSO-ds, 500 MHz) &: 2.35 (s, 3H), 3.73
(s, 3H), 4.43 (s, 2H), 5.41 (s, 2H), 6.01 (s, 1H), 6.91 (d,
J=8.5 Hz, 2H), 7.20 (d, J=8.0 Hz, 2H), 7.27~7.30 (m,
3H), 7.41 (d, J=6.3 Hz, 2H); IR (KBr) v: 3062, 1552,
1458, 1261 cm™'; ESI-MS m/z: 393.0 ((M+H]"). Anal.
calcd for Cy;HyoN4O,S: C 64.27, H 5.14, N 14.28; found C
64.09, H 5.33, N 14.15.

2- R A -5- L -7-(3- R AL A )-1,2,4- I IE
[1,5-a]MERE(SD): ik, 7% 57.9%. mp. 182~184
‘C; '"H NMR (DMSO-ds, 500 MHz) &: 2.32 (s, 3H), 4.41
(s, 2H), 5.50 (s, 2H), 6.04 (s, 1H), 7.08 (d, J=7.5 Hz, 1H),
7.15~7.18 (m, 2H), 7.24~7.27 (m, 3H), 7.38~7.42 (m,
3H); IR (KBr) v: 3028, 1558, 1458, 1267 cm™'; ESI-MS
m/z: 381.2 ((M+H]"). Anal. caled for C,0H,;FN,OS: C
63.14, H 4.50, N 14.73; found C 63.33, H 4.77, N 14.56.

2-RANIE-5- FH O -7- A 1,2, 4- — I [ 1,5-a] M8
(6a): HK K, P“F 76.1%. mp. 191~193 C; 'H
NMR (CDCls, 500 MHz) &: 2.40 (s, 3H), 4.75 (s, 2H), 5.51
(s, 2H), 6.01 (s, 1H), 7.30~7.36 (m, 10H); IR (KBr) v:
3040, 1552, 1452, 1340, 1199, 1134 cm™'; ESI-MS m/z:
395.1 ((IM+H]"). Anal. caled for C,0H;sN405S: C 60.90,
H 4.60, N 14.20; found C 60.75, H 4.38, N 14.49.

2- R I -5- FHJE -7-(4- B AL 3R )-1,2,4- = R JE
[1,5-a]MEIE(6b): HEM A, F5% 81.6%. m.p. 205~207
‘C; '"H NMR (CDCl;, 500 MHz) 0: 2.42 (s, 3H), 4.77 (s,

Chin. J. Org. Chem. 2013, 33, 353~358



Chinese Journal of Organic Chemistry

ARTICLE

2H), 5.47 (s, 2H), 6.02 (s, 1H), 7.04~7.07 (m, 2H), 7.11~
7.14 (m, 2H), 7.30~7.37 (m, 5H); IR (KBr) v: 3060, 1556,
1454, 1330, 1222, 1128 cm”'; ESI-MS m/z: 413.1 ((M+
H]"). Anal. calcd for C,0H;,FN,O;S: C 58.24, H 4.15, N
13.58; found C 58.36, H 4.04, N 13.41.

2- R A KL -5- R L -7-(2- R AR AR )-1,2,4- — W IF
[1,5-a]"EBE(6¢): HE R, 772 85.0%. m.p. 204~206
‘C; '"H NMR (DMSO-dg, 500 MHz) d: 2.40 (s, 3H), 4.88
(s, 2H), 5.58 (s, 2H), 6.27 (s, 1H), 7.20~7.21 (m, 4H),
7.26~7.33 (m, 4H), 7.40~7.43 (m, 1H); IR (KBr) v:
2970, 1558, 1456, 1323, 1226, 1155 cm™'; ESI-MS m/z:
413.1 ((M+H]"). Anal. caled for C,0H;,FN,4O;S: C 58.24,
H 4.15, N 13.58; found C 58.20, H 3.91, N 13.76.

2- RN -5 F L -7-(4- LR A 0 )-1,2,4- — M JF
[1,5-a]MERE(6d): MR, =% 88.1%. m.p. 214~216
‘C; '"H NMR (DMSO-dg, 500 MHz) d: 2.37 (s, 3H), 2.49
(s, 3H), 4.90 (s, 2H), 5.50 (s, 2H), 6.22 (s, 1H), 7.15 (d,
J=8.0 Hz, 2H), 7.20 (d, J=8.0 Hz, 2H), 7.25 (d, J=6.9
Hz, 2H), 7.29~7.36 (m, 3H); IR (KBr) v: 3082, 1552,
1454, 1340, 1197, 1132 cm ™ '; ESI-MS m/z: 409.1 ((M+
H]"). Anal. caled for C, HyN4O5S: C 61.75, H 4.94, N
13.72; found C 61.64, H 4.74, N 14.02.

2- AR I -5- B L -7-(2- Y 3 R A0 3 )-1,2,4- — M JF:
[1,5-a]BENE(6e): HAEAR, 7% 83.3%. m.p. 216~218
‘C; '"H NMR (DMSO-d,, 500 MHz) 6: 2.33 (s, 3H), 2.40
(s, 3H), 4.87 (s, 2H), 5.49 (s, 2H), 6.29 (s, 1H), 6.75 (d,
J=17.5 Hz, 1H), 7.15 (t, J=7.5 Hz, 1H), 7.21~7.32 (m,
7H); IR (KBr) v: 3012, 1549, 1456, 1330, 1219, 1145
ecm '; ESI-MS m/z: 409.1 ((M+H]"). Anal. caled for
CHyoN,405S: C 61.75, H 4.94, N 13.72; found C 61.81, H
4.95 N 13.71.

2- RN -5 L -7-(3- LR A 0 )-1,2,4- — M JF
[1,5-a]"EBE(6f): HEMAR, 72 79.0%. m.p. 170~172
‘C; '"H NMR (DMSO-dg, 500 MHz) d: 2.29 (s, 3H), 2.36
(s, 3H), 4.90 (s, 2H), 5.51 (s, 2H), 6.23 (s, 1H), 7.03 (d,
J=17.5 Hz, 1H), 7.12~7.15 (m, 2H), 7.25~7.35 (m, 6H);
IR (KBr) v: 3080, 1550, 1454, 1342, 1261, 1149 cm ';
ESI-MS m/z: 409.1 ((M+H]"). Anal. calcd for Cy;HyNy-
05S: C 61.75, H 4.94, N 13.72; found C 61.55, H 4.65, N
14.01.

2- R ASE-5- F - 7-(4- U T BE R AR -1,2,4- = M JF:
[1,5-a]WENE(6g): AR, 7% 80.8%. m.p. 210~212
‘C; '"H NMR (DMSO-d,, 500 MHz) 6: 1.26 (s, 9H), 2.39
(s, 3H), 4.90 (s, 2H), 5.51 (s, 2H), 6.23 (s, 1H), 7.19 (d,
J=8.0 Hz, 2H), 7.23 (d, J=17.5 Hz, 2H), 7.27~7.33 (m,
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3H), 7.40 (d, J=8.6 Hz, 2H); IR (KBr) v: 2964, 1556,
1454, 1330, 1199, 1149 cm™'; ESI-MS m/z: 451.2 ([M+
H]"). Anal. caled for C,yHsN4O5S: C 63.98, H 5.82, N
12.44; found C 64.14, H 5.98, N 12.22.

2- -5 1 - 7-(2,6- AU IE)-1,2,4- = M 5
[1,5-a]®ElE(6h): HAEEK, 7% 87.6%. m.p. 161~163
“C; '"H NMR (DMSO-ds, 500 MHz) &: 2.49 (s, 3H), 4.73
(s, 2H), 5.78 (s, 2H), 6.25 (s, 1H), 6.94 (d, J=7.5 Hz, 2H),
7.24 (t, J=7.5 Hz, 2H), 7.31 (t, J=7.5 Hz, 1H), 7.42 (t,
J=8.1 Hz, 1H), 7.58 (d, J=8.0 Hz, 2H); IR (KBr) v: 3076,
1556, 1454, 1325, 1199, 1124 cm™'; ESI-MS m/z: 462.9
([M+H]+). Anal. caled for C,0H;sCLLN,O5S: C 51.84, H
3.48, N 12.09; found C 51.54, H 3.23, N 12.38.

2- R FL 54 L 7-(4- AR AL R )-1,2,4- = JE
[1,5-a]WERE(61): MMk, 772 92.5%. m.p. 199~201
‘C; '"H NMR (DMSO-dg, 500 MHz) o: 2.49 (s, 3H), 4.89
(s, 2H), 5.53 (s, 2H), 6.24 (s, 1H), 7.24 (d, J=6.9 Hz, 2H),
7.28 (d, J=6.9 Hz, 2H), 7.31~7.33 (m, 3H), 7.46 (d, J=
8.1 Hz, 2H); IR (KBr) v: 3066, 1550, 1458, 1338, 1149,
1126 cm™'; ESI-MS m/z: 429.0 ((M—+H]"). Anal. calcd for
CaoH,;,CIN,O;S: C 56.01, H 4.00, N 13.06; found C 55.81,
H 4.03,N 13.07.

2- -5 F L -7-(5- G -2-WE MR WY HH 4 3 )-1,2,4- =
eI [1,5-a]MERE(6]): FIERIR, 773 92.6%. m.p. 101~
104 °C; 'H NMR (DMSO-d;, 500 MHz) 6: 2.49 (s, 3H),
4.95 (s, 2H), 5.63 (s, 2H), 6.20 (s, 1H), 7.31~7.34 (m,
5H), 7.81 (s, 1H); IR (KBr) v: 3095, 1552, 1456, 1332,
1199, 1128 cm™'; ESI-MS m/z: 436.0 ((M+H]"). Anal.
caled for C;H4CINsO5S,: C 46.84, H 3.24, N 16.07;
found C 46.82, H 3.04, N 16.36.

2- W ASE-5- F k- 7-(4- FR AR R 4R - 1,2,4- =
[1,5-a]MEmE(6k): HEEREK, 755 84.6%. m.p. 164~166
‘C; '"H NMR (DMSO-d,, 500 MHz) 6: 2.39 (s, 3H), 3.74
(s, 3H), 4.92 (s, 2H), 5.47 (s, 2H), 6.21 (s, 1H), 6.94 (d,
J=8.6 Hz, 2H), 7.22 (d, J=8.6 Hz, 2H), 7.26~7.34 (m,
5H); IR (KBr) v: 2972, 1554, 1456, 1334, 1247, 1149
cm'; ESI-MS m/z: 424.8 (IM+H]"). Anal. caled for
CHyoN404S: C 59.42, H 4.75, N 13.20; found C 59.39, H
5.02,N 13.13.

2- RO 54 R 7434 RN AUAR )-1,2,4- —
[1,5-a]"ERE6L): L ahig, =% 85.6%. m.p. 142~144
‘C; '"H NMR (DMSO-dg, 500 MHz) d: 2.35 (s, 3H), 4.89
(s, 2H), 5.56 (s, 2H), 6.24 (s, 1H), 7.12~7.22 (m, 3H),
7.25~7.34 (m, 5H), 7.42~7.47 (m, 1H); IR (KBr) v:
3045, 1556, 1454, 1319, 1249, 1147 cm™'; ESI-MS m/z:
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413.1 ((IM-+H]"). Anal. caled for CoH,,FN,O;S: C 58.24,
H 4.15,N 13.58; found C 58.43, H 4.35, N 13.37.
3.3 HEEMENIK

R FH B 2 A e T By, T R S R TR
FEH(PDA)_LMAA T Hbrtb &4 Sa~S1R1 6a~61 X 2= &
S KGR B (Rhizoctonia  solani) ~ 7K T8 &0 K %
(Pellicularia sasakii) « 5 % %5 Wt 2% 3 W (Phytophthora
infestans)~ /N2 IR0 1 (Gibberella zeae) MR =95
W (Fusarium oxysporum)~ ¥ JN K599 18 (Botrytis cinerea)
ISP ARG PE. IR 50 pg/mL, BEAMFEG
HE 3K, ARG 2 2 6 R (Carbendazim) A4 % i 24
A, IR DMSO b 23 UM L RE IR KT 5 ) 1
WA % 3~4 mm A TIUEAR R 0.4 e B DF, S #
BRPPBCR g, BT 27 CREFEMPRTR, A
W AR KRR E AR 2/3 B, RT3 ik
M ARNY BAR, 2% R TSR S R Hl A, g5 R
WK1
e M IR FLE — A SR 1

X100%
X HAR—0. 4 ’

B ST AP AR R I 5N O SR A
TWFFEIT A A O A P 4 5 B

References

[1] Chen, Q.; Liu, Z.-M.; Chen, C.-N.; Jiang, L.-L.; Yang, G.-F. Chem.
Biodivers. 2009, 6, 1254.

[2] Chen, W.-B.; Jin, G.-Y. Heteroat. Chem. 2003, 14, 607.

[3] Xu, L.; Guo, X.-L.; Yang, L.-M. Chem. Res. Appl. 2010, 22, 475 (in

358 http://sioc-journal.cn/

[4]

(5]

(71

(8]

(9]

[10]

(1]

[12]

[13]

[14]

© 2013 Chinese Chemical Society & SIOC, CAS

Chinese).

(TR, 385525, WINEL ALFE AR A, 2010, 22,475.)
Xiong, Q.-Z.; Lin, X.-F.; Liu, J.-H.; Bi, L.; Bao, X.-P. Chin. J. Org.
Chem. 2012, 32, 1255 (in Chinese).

(REJE v, ARIEAR, XIZEpE, Yo, #i/hF, AAues, 2012, 32,
1255.)

Zhai, X.; Jiang, N.; Zhang, K.-L.; Bao, F.; Gong, P. Chin. Chem.
Lett. 2009, 20, 1179.

Shaaban, M. R.; Saleh, T. S.; Mayhoub, A. S.; Farag, A. M. Eur. J.
Med. Chem. 2011, 46, 3690.

Kumar, R. V.; Gopal, K. R.; Kumar, K. V. S. R. J. Heterocycl.
Chem. 2005, 42, 1405.

Yang, C.; Yang, S.; Song, B.-A.; Hu, D.-Y.; Chen, H.-J.; Xue, W,;
Jin, L.-H.; Wu, J.; Xu, W.-M.; Bai, S. Chin. J. Org. Chem. 2010, 30,
1327 (in Chinese).

(Wi, Mfs, R, HEE, RA4E, fifh, Sha, 2,
IRYEW], RS, A AU, 2010, 30, 1327.)

Li, T.-G; Liu, J.-P.; Han, J.-T.; Fu, B.; Wang, D.-Q.; Wang, M.-A.
Chin. J. Org. Chem. 2009, 29, 898 (in Chinese).

(BN, X, Wy, MK, Fid, 2, Aaes,
2009, 29, 898.)

Shaaban, M. R.; Saleh, T. S.; Mayhoub, A. S.; Mansour, A.; Farag,
A. M. Bioorg. Med. Chem. 2008, 16, 6344.

Chen, C.-N.; Chen, Q.; Yang, G-F. Chin. J. Org. Chem. 2009, 29,
245 (in Chinese).

(MR, BRI, Mote, AAULE, 2009, 29, 245.)

Xiong, Q.-Z.; Liu, J.-H.; Lin, X.-F.; Bao, X.-P. Chin. J. Org. Chem.
2012, 32, 1951 (in Chinese).

(FEJR D, XZERE, MoksE, S/NF, A Aues, 2012, 32, 1951.)
Yang, Z.-P.; Shan, S. Chin. J. Org. Chem. 2003, 23(suppl.), 363 (in
Chinese).

(MR, i, A Ak, 2003, 2314 T)), 363.)

Gao, Y.-L.; Lin, X.-F.; Han, F.-F.; Bao, X.-P. Chin. J. Org. Chem.
2011, 31, 1648 (in Chinese).

(FioGHs, MIEH, BREETE, 61, A AULEE, 2011, 31, 1648.)

(Qin, X.)

Chin. J. Org. Chem. 2013, 33, 353~358




<<
  /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 (None)
  /PDFXOutputConditionIdentifier ()
  /PDFXOutputCondition ()
  /PDFXRegistryName ()
  /PDFXTrapped /False

  /CreateJDFFile false
  /Description <<
    /CHT <FEFF4f7f752890194e9b8a2d7f6e5efa7acb7684002000410064006f006200650020005000440046002065874ef69069752865bc9ad854c18cea76845370524d5370523786557406300260a853ef4ee54f7f75280020004100630072006f0062006100740020548c002000410064006f00620065002000520065006100640065007200200035002e003000204ee553ca66f49ad87248672c4f86958b555f5df25efa7acb76840020005000440046002065874ef63002>
    /DAN <>
    /DEU <>
    /ESP <>
    /FRA <>
    /ITA <>
    /JPN <FEFF9ad854c18cea306a30d730ea30d730ec30b951fa529b7528002000410064006f0062006500200050004400460020658766f8306e4f5c6210306b4f7f75283057307e305930023053306e8a2d5b9a30674f5c62103055308c305f0020005000440046002030d530a130a430eb306f3001004100630072006f0062006100740020304a30883073002000410064006f00620065002000520065006100640065007200200035002e003000204ee5964d3067958b304f30533068304c3067304d307e305930023053306e8a2d5b9a306b306f30d530a930f330c8306e57cb30818fbc307f304c5fc59808306730593002>
    /KOR <FEFFc7740020c124c815c7440020c0acc6a9d558c5ec0020ace0d488c9c80020c2dcd5d80020c778c1c4c5d00020ac00c7a50020c801d569d55c002000410064006f0062006500200050004400460020bb38c11cb97c0020c791c131d569b2c8b2e4002e0020c774b807ac8c0020c791c131b41c00200050004400460020bb38c11cb2940020004100630072006f0062006100740020bc0f002000410064006f00620065002000520065006100640065007200200035002e00300020c774c0c1c5d0c11c0020c5f40020c2180020c788c2b5b2c8b2e4002e>
    /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 <>
    /PTB <>
    /SUO <>
    /SVE <>
    /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


