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Abstract: In search for novel pesticides with high effects, high selectivity and low toxicity, 26
campounds belong to 2-benzylsulfanyl nicotinan ide derivatives w ere designed and synthesized starting
from 2-benzylsulfanyl nicotinic acid Their chemical structures were confimed by 'H NMR and
elanental analysis Preliminary bioassays showed that some compounds exhibited certain insecticidal
and herbicidal activities The mortality of Culex pipiens pallens fran C-9, C-10 and C-11 at the
concentration of 50 mg/L reached 100%. The albino rate of C-3, C-6, C-15 to Echinochloa crusgalli,
D igitaria sanguinalis, Ambrosia tricolor and B rassica alboglabra at the concentration of 100 mg/L was
above 80%.
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Table 1 Physical and elemental analytical data of compounds C

o g TLEMMOGTAE, %)
ey i Y E /
! R* . ) Elemental analysis( Calcd. , % )
Compd. m. p./C Yield( % )
C H N
C-1 H 2-CH;C4H, 165.4 ~166.8 79.3 71.90 (71.83) 5.43 (5.42) 8.35(8.38)
C-2 H n-C4HyO(CH, )4 70.4 ~71.3 81.9 67.09 (67.01) 7.16(7.31) 7.78 (7.81)
C-3 H n-CyH, 123.2 ~123.7 90.4 67.10 (67.10) 6.28 (6.34) 9.81 (9.78)
Cc4 H C¢H; 167.1 ~168.4 80.5 71.07 (71.22) 5.26 (5.03) 8.70 (8.74)
C-5 H 4-CF;0C4H, 147.1 ~147.2 70.3 59.14 (59.40) 4.08 (3.74) 7.15 (6:93)
C-6 H i-CyH, 125.4 ~125.8 91.3 67.12(67.10) 6.30(6.34) 9.68(9.78)
C-7 H 4-CIC4H, 146.6 ~148.9 74.6 64.29 (64.31) 4.25 (4.26) 7.76 (7.89)
C8 H | 159.5 ~160. 1 69.6 60.71(60.68) 3.80(3.56) 10.56(10.61)
Cc9 H | = 134.6 ~134.8 74.1 67.32 (67.27) 4.75(4.70) 13.10(13.07)
<7
C-10 H cyclo-CgH, 156.4 ~157.0 88.5 69.88 (69.90) 6.65 (6.79) 8.62(8.58)
C-11 C,H; C, Hy 117.3 ~117.6 50.4 67.91 (67.97) 6.65 (6.71) 9.30(9.32)
1 65.4 63.65(63.64) 3.97(4.01") 11.15¢11.133

c12 H m 165.5 ~ 167.
S
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e ‘ i e TSR ML
i, R R- i P Yield(% ) Elemental analysis( Calcd. ,% )
G H N
C13 H /@C”\ 118.1 ~119.7 67.9 68.06(68.04) 5.09(5.11) 12.53(12.53)
IN/
Ci14 H , S 106.7 ~108.7 64.9 60.67(60.76) 3.95(3.97) 11.92(11.81)
N7
C15 H n-C,H, 99.4 ~99.8 92.1 68.03(67.97) 6.68(6.71) 9.31(9.32)
C16 H i-C,H, 107.2 ~107. 4 91.7 67.78(67.97) 6.90(6.71) 9.44(9.32)
C17 H sec-CyH, 106.2 ~106. 4 92.0 68.10(67.97) 6.63(6.71) 9.38(9.32)
C18 H (CH,; ) ; CCH, 110.5 ~111.2 89.1 68.78(68.75) 7.10(7.05) 8.81(8.91)
C19 H cyclo-C4H, (CH,)CH  155.3 ~156.9 77.8 71.42 (71.32) 7.16(7.01) 7.97(7.88)
C20 H 154.5 ~155.3 76.9 71.89 (71.83) 5.69(5.42) 8.29(8.38)
Cc21 H 128.3 ~129. 1 54.7 68.63(68.74) 5.68(5.48) 12.37(12.02)
C22 H 2,4,6-(CH,);C4H, 151, 3.~152.5 72.3 72.93(72.91) 6.08(6.12) 7.71(7.73)
C23 H 2-CH, OC,¢ H; 153.5 ~154.3 76. 1 68.51 (68.55) 5.11(5.18) 7.96(7.99)
C24 H 2-Cl,6-CH, C¢H, 128.7 ~130.4 61.2 65.14(65.12) 4.60(4.65) 7.58(7.69)
C25 H 3-Cl,2-CH, C4H, 176.6 ~176.8 70.2 65.51 (65.12) 4.31(4.65) 7.86(7.69)
C-26 n-C,Hy n-C,H, 69.9 ~71.3 51.1 70.79(70.75) 7.87(7.92) 7.83(7.86)
2 C
Table2 'H NMR data of campounds C
Campd 'HNMR(CDCl;/TMS) ,8

c-1 2 32(s 3H, CH;), 4 55(s 2H, SCH,), 6 93 7. 46(m, 10H, AH,ArH, PyH-5), 7. 95(s 1H,NH), 8 01(d, 1H,J =5 70
Hz, PyH-4),8 60(d, 1H,J =4 80 Hz, PyH6)

c-2 0 88(t3H,J=7 35Hz CH;),1 25 135(m,2H,CH,),145 1 54(m,2H,CH,),1 83 1 91(m,2H, CH,),3 40(t,
2H,J =6 46 Hz,NCH,),3 53 3 59(m, 4H, 20CH,), 4 47 (s 2H, SCH,), 6 90(s 1H,NH),7 04 7 08(m, 1H, PyH-
5),7.23 7. 32(m,3H,AM=3,4,5),7 42(d, 2H,J =8 10 Hz, AH=2,6), 7. 76(d, 1H,J =7. 65 Hz, PyH-4) , & 52(d, 1H, J
=4 80 Hz, PyH-6)

c=3 0 98(t 3H,J=7 50 Hz, CH;),1 57 1 71(m, 2H,CH,),3 36 3 43(m, 2H,NCH,), 4 49(s 2H, SCH,), 6 34(s 1H,
NH),7 05 7 07(m, 1H, PyH-5),7. 09 7 42(m,5H,AH),7 82(d, 1H,J=7. 20 Hz, PyH-4), & 52(d, 1H,J =4 65 Hz,
PyH -6)

c-4 4, 54(s 2H,SCH,),7. 12 7. 61(m, 11H, A, ArH, PyH=5), 7. 95(d, 1H, J =7. 80 Hz, PyH-4), 8 06 (s 1H,NH), 8 59
(d, 1H, J =5 10 Hz, PyH-6)

Cs5 4 54(s 2H,SCH,),7 13 7. 33(m, 6H,AH-3,4,5AMH=3",5, PyHS5),7 41(d, 2H, J =6 90 Hz,AH-2,6), 7. 63(d, 2H,
J=8 40Hz,AH=2',6'),7 95(d, 1H,J =6 90 Hz, PyH-4) , & 16(s 1H,NH), 8 60(d, 1H,J =3 90 Hz, PyH-6)

Cc6 1 25(d, 6H,J =6 00 Hz, 2CH3) , 4 22 4 29(m, 1H, CH), 4 48(s 2H, SCH,), 6 13(s 1H,NH),7 04 7. 09(m, 1H,
PyH-5),7.21 7 33(m,3H,AH=3,4,5),7 41(d, 2H,J =8 10 Hz, AH-2,6),7 80(d, 1H,J =7. 50 Hz, PyH-4), 8 51(d,
1H, J =4 65 Hz, PyH6)

o 4 12(s 2H,SCH,), 7. 04 7 11(m, 1H, PyH-5),7. 22 7. 32(m, 5H, AH-3, 4,5 AH-3",5'), 7. 49(d, 2H, J =6 60 Hz
AH-2,6),7 55(d, 2H,J =9 00 Hz, AH-2',6'), 7. 92(d, 1H, J =7. 50 Hz, PyH-4) , 8 22(s, 1H,NH), 8 57(d, 1H,J =4 95
Hz, PyH-6)

c-8 4 43(s 2H,SCH,),6 88 6 92(m, 1H, PyH-5),7. 07(d, 1H,J =8 42 Hz, AH-6'), 7. 17 7. 31(m, 5H,AH-3, 4, 5, 4',

7'),7.51(d, 2H,J=6. 90 Hz,AH-2,6),7. 87 7 90(m, 2H, PyH-4,NH), 8 46(d, 1H, J =3 60 Hz, PyH-6)
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"M NMR(CDCIl;/T™MS) ,8

Compd

Cc-9 4 46(s 2H, SCH,), 6 77 8 63(m, 12H,AH, PyH, Py'H), 11 25(s 1H,NH)

C-10 115 2 04(m, 10H, 5¢cycloCH,),3 93 4 02(m, 1H, CH), 4 49(s 2H, SCH,), 6 19(d, 1H,J =6 60 Hz, NH), 7. 05
7.10(m, 1H, PyH-5),7. 21 7 33(m,3H,AMH-3,4,5),7 41(d, 2H,J =7 20 Hz, AH-2,6), 7 81(d, 1H, J =7 65 Hz,
PyH-4),8 51(d, 1H, J =4 50 Hz, PyH-6)

C-11 1 00(t 3H,J=6 90Hz CHj3),1 25(t, 3H,J =6 90 Hz, CH3),3 03 3 10(m,2H,NCH,),3 51 3 58(m, 2H,NCH,),
4. 48(s 2H,SCH,),7. 04 7. 08(m, 1H, PyH-5),7. 22 7. 30(m,3H,AMH-3,4,5),7 38 7 43(m,3H,AMH-2,6, PyH-4),
8 51(d, 1H,J =4 80 Hz, PyH-6)

C-12 4. 47(s 2H,SCH,),6. 87 7. 01(m, 1H, PyH5),7 19 7 40(m,9H,AH-2, 3,4,5,6,4',5',6',7'),7 83(d, 1H, J =
7. 20 Hz, PyH-4) , 7. 93 (s 1H,NH), 8 52(d, 1H,J =3 60 Hz, PyH-6)

C-13 2 26(s 3H,CHj3),4 48(s 2H,SCH,),7 07 7 11(m,1H,AH, PyH5),7 21 7 27(m,3H,AMH-3,4,5),7 41(d, 2H,J
=6. 90 Hz,AH-2,6),7 56(d, 1H,J =8 40 Hz, PyH-4'), 7. 84 7. 87 (m, 2H, PyH-4, 6'),8 25(d, 1H,J =8 41 Hz, PyH-
3'),8 58(d, 1H,J =4 80 Hz, PyH-6) , 9 03 (s 1H,NH)

C-14 4.49(s 2H,SCH,),7 11 7 14(m, 1H, PyH5),7. 22 7 31(m,3H,AMH-3,4,5),7 41(d,2H,J =6 90 Hz, AH-2, 6),
7.70(d,1H,J =8 70 Hz, PyH-4') , 7. 88(d, 1H,J =8 10 Hz, PyH-4),8 10(s 1H, PyH-6"), 8 35(d, 1H,J =9 00 Hz, PyH-
3'),8 60(d, 1H,J =4 20 Hz, PyH-6) , 8 97 (s 1H,NH)

C-15 0 95(t3H,J=720Hz CH3),1 27 1 42(m,2H,CH,),1 54 1 64(m,2H,CH,),3 40 3 47(m,2H,NCH,), 4 50
(s 2H,SCH,), 6 27 (s 1H,NH), 7 07 7 11(m, 1H, PyH5),7 22 7 33(m, 3H, AH-3,4,5),7 41(d, 2H, J =
7.50Hz,AH-2,6),7 84(d, 1H,J =7. 20 Hz, PyH-4), 8 53(d, 1H, J =4 20 Hz, PyH-6)

C-16 0 98(d,6H,J =660 Hz, 2CH3),1 85 1 94(m, 1H,CH),3 28(t 2H,J =6 30 Hz,NCH,), 4 50(s 2H, SCH,), 6 36
(s 1H,NH),7 08 7 12(m, 1H, PyH-5),7. 24 7. 33(m,3H,AMH-3,4,5),7 41(d, 2H,J=6. 90 Hz,AH-2,6), 7. 84(d,
1H,J =8 10 Hz, PyH-4), 8 53(d, 1H,J =4 50 Hz, PyH-6)

Cc-17 0 97(t3H,J=750Hz CH3),1 22(d, 3H,J =6 30 Hz, CH3),1 52 1 63(m, 2H, CH,),4 09 4 14(m, 1H, CH),
4.50(s 2H, SCH,), 6. 06(d, 1H,J=6. 00 Hz,NH), 7. 07 7. 11(m, 1H, PyH5),7 24 7 33(m,3H,AH-3,4,5),7 41
(d,2H,J =660 Hz,AH-2,6),7 82(d, 1H,J =7 50 Hz, PyH-4), 8 52(d, 1H, J =4 80 Hz, PyH-6)

C-18 0 99(s 9H, 3CH3), 3 26(d, 2H,J =6. 30 Hz, NCH,), 4 52(s 2H, SCH,), 6 40(s, 1H,NH),7 08 7 13(m, 1H, PyH-5),
7.24 7.33(m,3H,AMH-3,4,5),7 41(d, 2H,J =6. 60 Hz, AH-2,6),7. 88(d, 1H,J =7. 50 Hz, PyH4), 8 54(d, 1 H,J =
4. 80 Hz, PyH-6)

C-19 100 1 83(m, 14H, 5cycloCH,, CH, CH3), 4 03 4 10(m, 1H, CH), 4 50 (s 2H, SCH,), 6 18(d, 1H,J =8 10 Hz,
NH),7 06 7 32(m,5H,AH),7 41(d, 1H,J =6 60 Hz, PyH-5), 7. 83(d, 1H,J =7. 65 Hz, PyH-4),8 52(d, 1H,J =4 50
Hz, PyH-6)

C-20 2 34(s 3H,CH3),4 54(s 2H,SCH,),7. 13 7 49(m, 10H,AH,Ar'H, PyH-5), 7. 95(d, 1H,J =7 20 Hz, PyH-4), 8 00
(s 1H,NH), 8 58(d, 1H,J =4 65 Hz, PyH-6)

Cc-21 2 35(s 3H, CH3),2 39(s 3H, CH3), 4 50(s, 2H, SCH,), 6. 77(s 1H, PyH-5"),7. 08 7. 13(m, 1H, PyH-5),7 23 7 31
(m,3H,AM-3,4,5),7 44(d,2H,J=7. 20 Hz, AH-2,6), 7. 87(d, 1H,J =7 50 Hz, PyH-4), 8 01 (s 1H, PyH-3'), 8 48
(d, 1H,NH), 8 57(d, 1H,J =4 80 Hz, PyH-6)

C-22 2 32(s 9H, 3CH3), 4 46(s 2H, SCH,), 6 93(s 2H,AM-3',5"),7. 09 7 16(m, 1H, PyH-5),7 22 7 33(m, 3H,AH-
3,4,5),7 42(d,2H,J =6 90 Hz, AH-2,6),7 60 (s 1H,NH), 8 02(d, 1H,J =7 80 Hz, PyH-4), 8 59(d, 1H,J =3 90
Hz, PyH-6)

C-23 3 85(s 3H, CH3),4 52(s 2H, SCH,), 6 90(s 1H,NH),6. 99 7 43(m,7H,AH-3,4,5,4,5 /6, PyH5), 7. 44(d, 2H,J
=6. 60 Hz,AMH-2,6),7 92(d, 1H, J =7. 20 Hz, PyH-4), 8 51(d, 1H,J =7 50 Hz, AH-3"), 8 58(d, 1H, J =5 10 Hz,
PyH-6)

C-24 2 38(s 3H,CH3),4 55(s 2H,SCH,),7. 14 7. 33(m, 7H,AH-3,4,5,3",4', 5 PyH-5),7 44(d, 2H,J =7. 50 Hz, AH-
2,6),7 79(s 1H,NH), 8 04(d, 1H,J =7. 50 Hz, PyH-4), 8 61(d, 1H,J =4 80 Hz, PyH-6)

C-25 2 36(s 3H,CH3),4 56(s 2H,SCH,),7. 14 7 34(m, 7H,AH-3,4,5,3",4',5', PyH-5), 7 42(d,2H,J =7. 50 Hz, AH-
2,6),7 79(d, 1H,J =8 40 Hz, PyH-4), 8 07 (s 1H,NH), 8 61(d, 1H,J =4 65 Hz, PyH-6)

C-26 0 73(t3H,J=7.35Hz CH3),0 96(t 3H,J=7. 35Hz CH3),1 02 1 09(m,2H,CH,),1 33 1 45(m, 4H, 2CH,),

160 168(m,2H,CH,),2 96(t2H,J=7.65Hz NCH;,),3 46(t 2H,J=7 65Hz NCH,), 4 48(s 2H, SCH,), 7. 03
7.07(m, 1H, PyH-5),7.21 7. 30(m, 3H,AMH-3,4,5),7 38 7 42(m,3H,AH-2, 6, PyH-4),8 48(d, 1H,J =3 90 Hz,
PyH-6)
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Table 4 Herbicidal activity of some
' compounds at 100 mg/L
A Ibino rate (%)
, , Compd
s A. ftricolor E crusgalli D. sanguinalis
c-3 >80 >80 >80
204 C6 >80 >80 >80
DM F | 1 000 mg/L o ° 790 °
' mg c-15 >80 >80 >80
100 mg/L c-17 50 >80 >50
21
OP- , 50 mg/L ,C3CH
Culex pipiens pallens C-15 80%; C-3 C6
3 C-11 C-15 C-17 80%:;
- — - 0,
’ 100 mg/L C-3 C-6 C-15 80%
- - -1
Echinochloa crusgalli L ink D igitaria  CRAHES
sanguinalis Ambrosia tricolor L inn '
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