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Synthesis of Orthosulfamuron and Its Bioactivity

CHAI Bao- shan, SUN Xu- feng, CUI Dong- liang, LIU Chang- ling

(State Key Laboratory of the Discovery and Development of Novel Pesticide, Shenyang Research Institute of
Chemical Industry Co., Ltd., Shenyang 110021, China)

Abstract: [Aims ] Orthosulfamuron is a pyrimidinylsulfonylurea herbicide. In order to study its derivatives, the synthetic
method and herbicidal activities were explored. [Methods] Orthosulfamuron was synthesized through four steps
from 2-aminobenzoic acid and 2-amino-4,6-dimethoxypyrimidine, and its structure was confirmed by 'H NMR.
[Results] The test result shows that orthosulfamuron has good herbicidal activity against Abutilon theophrasti.
[Conclusions] Orthosulfamuron showed potent herbicidal activities and safe to rice and wheat, it has a broad
application prospects and deserves attention.
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1
1.1
RY-1 Mercury 300
(Varian) DMSO T™MS -
\2- - 4,6- N
1.2 ( M-2)
13.7 g(0.1 mol) M-1) 250 mL
80 mL 07T 14.8 g0.05 mol)
lh
4h TLC o 20 mL
20 mL 5 min 152 ¢
M-2) 93.3%,
1.3 2- - N,N- ( M- 3)
14.7 g(0.09 mol) M-2) 250 mL
80 mL 33%
25.0 g(0.18 mol) 1 h
TLC B,
135¢g 91.5%,
1.4 4,6- -2- (
M-5)
0°C (10 mL) 4.3 g(30.5 mmol)
5.2 g (33.6 mmol)2- -4,6-
(50 mL)
1 h TLC o
1.5
5.0 g 30.5 mmol) 2- - N,N-
( M-3) 3.1 g(30.6 mmol) (20 mL)
( 5 07T
10 min 4 h TLC °
90 ¢g ( 69.5% 98%)
159~161 C m 160~162 'C., 'H NMR(300 MHz

DMSO) 8 12.19(s 1H NH) 10.51 (s 1H NH) 9.49 (s 1H
NH) 7.22~7.48(m 4H Ph-4H) 5.87(s 1H Py-5-H), 3.82
(s 6H 20CH,) 2.98(s 3H NCH,) 2.85(s 3H NCH.).
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2.1
1%o 80

1 cm N

o 1.5 N 2
o Airbrush s 273
o 7.
14 d B-e1)
2.2
1 7d 375 gai/hm?
98% 7d 37.5~300 g a.i/hm’
1
/ /%
(gai.-hm?) /%
300.0 100 15 10 35
150.0 100 10 10 30
75.0 98 10 0 15
37.5 98 0 0 5
4% OF 300.0 100 100 50
150.0 98 100 35
75.0 45 98 15
37.5 45 10
3
2- - N,N-
( M-3) 2- - 4,6-
4,6~
-2- M- 5) M-3
M-5
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