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Abstract: A series of 3-imine nfethylene-indole-2-one compounds was synthesized fram isatin, and their activity on inhibi-
tion of germination of Magnaparthe grisea spores was evauated . It was found that the hydroxymethyl and aminomethyl of N,
and the methylene on C3 might be the pharmacophore . The p-substitute, hydroxy, and d ectron withdraw group of the aryl
methylene lead to poor activity, while the o-eectron donar group leads to potent activity .
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Tablel The activity of isain derivatives on inhibition of germi nation & Magnaporthe grisea spores
. . i 2 ECsn . . e HE ks
S=RE i 5 e ey
(%) { p mlL} (%) TR
0
| m / - 10 | 88 17.00
W )
H S
‘u—@ OH
2 m 91 - i i 65 -
N™ 0 )
H N 0
n—@—u{:u; 0CH;
3 m % - 12 | | oy 7010
N N
H I U
—)-on ol )0
1 m 74 - 13 | L a) -
N N =N
H I
Hib
_}N—HH
: @L_/I; 94 - 14 — T 67 17,60
N
1 s S
g
N=NH—
f m NH: &7 - 15 g 0 86 6.82
=) \ L
i H )
O
7 m 6 10261 16 85 -
)
L‘ml
O )
& I (Rh] 6548 17 | o N 57 1.76
N0 N
e H
9 @'\_/L; 78 6118 T Carbendazim / 107
N
o0
-7 200 pg/ml 50%
- " means the inhibitory ratio is less than 50 % under the concentration of 200 pg/ml
, (Y) 50% (BEGo) (
(X), . Y=aX+ b, , 2005; , 2005)


bianji
文本框
200 μg/ml



bianji
文本框
200 μg/ml




29

2-17

2 ( 94%):

"HNMR (Ds-DMSO, 400 MHz), &: 11.00 (1H, s),
7.46 (2H, t, J=7.2Hz), 7.31 (1H, td, J=7.6, 5.2Hz),
7.25 (1H, d, J=7.2Hz), 6.97 (2H, d, J=8.4Hz), 6.8
(1H, d, J=8.0Hz), 6.70 (1H, t, J=7.6Hz), 6.31 (1H,
d, J=7.6Hz); MS (El) m/z" 22 (M") (Rgopadhye and
Popp, 1984; Singh , 1993)

3 88%):

'H-NMR (CDCl;, 400 MHz), &: 9.14 (1H, s), 7.3
(1H, d, J=7.2 Hz), 7.08 (2H, d, J=8.8 Hz), 6.9
(3H, m), 6.93 (1H, d, J=8.0Hz), 6.79 (1H, t, J=7.6
Hz), 3.88 (3H, s); MS (El) m/z" 253 (M") (Raopadhye
and Popp, 1984; Sngh , 1993)

4 ( 74%):

"HNMR (Ds-DMSO, 400 MHz), &: 10.92 (1H, s),
9.56 (1H, s), 7.32 (2H, m), 6.86 (4H, m), 6.74 (3H,
m) ; MS(El) m/z* 238 (M" ) (Rgopadhye and Popp, 1984;
Smgh , 1993)

5 ( 94%):

"H-NMR (Ds-Acetone, 400 MHz) ,3: 8.05 (1H, d, J
=7.2Hz), 7.36 (1H, t, J=7.6Hz), 7.04 (1H, t, J=7.6
Hz), 6.95 (1H, d, J=7.6Hz), 6.84 (1H, d, J=7.6H2);
MS (El) m/z" 162 (M" ) (Speckbacher and Braun, 2006;
Hyat , 2007)

6 ( 87%):

"HAMR (Ds-DMSO, 400 MHz), 5 : 12.46 (1H, s),
11.02 (1H, s), 9.05 (1H, s), 8.96 (1H, s), 7.64 (1H, d,
J=7.6Hz), 7.34 (1H, t, J=7.6Hz), 7.08 (1H, t, J=
7.6Hz), 6.91 (1H, d, J=8.0Hz); "C-NMR (Ds-DMSD,
100 MHz) , & : 178.7, 162.7, 142.4, 132.1, 131.3, 122.4,
121.0, 120.0, 111.1; MS (El) m/z" 220 (M")

7 ( 66% ) :

"H-NMR (CDCl,, 400 MHz),d: 7.41 (2H, J=7.6
Hz), 7.36 (1H, dt, J=1.2, 7.6Hz), 7.24 (1H, t, J=5.2
Hz), 7.10 (1H, d, J=8.0Hz), 6.98 (2H, d, J=7.6H2),
6.77 (1H, d, J=7.6Hz), 6.65 (1H, d, J=7.2Hz), 5.34
(2H, d, J=8.0Hz), 3.71 (1H, d, J=8.0Hz); ®CNMVR
(CDCls, 100 MHz),d : 163.3, 154.4, 149.9, 146.3, 134.3,
129.5, 126.3, 125.5, 123.1, 117.8, 115.7, 110.6, 63.9;
MS (El) m/z" 252 (M™)

8 ( 68%):

'H-NMR (CDCl;, 400 MHz), & : 7.40 (2H, t, J=8.0
Hz), 7.30 (1H, td, J=8.0,1.2Hz), 7.22 (1H, t, J=7.6
Hz), 7.08 (1H, d, J=8.0Hz), 6.98 (2H, d, J=6.8Hz),

6.72 (1H, t, J=7.6Hz), 6.58 (1H, d, J=8.0Hz), 4.46
(2H, s), 2.68 (4H, q, J=7.2Hz), 1.08 (6H, t, J=7.2
Hz) ; ®C-NMR (CDCk , 100 MHZ) , 3 : 163.8, 154.5, 150.3,
147.8, 134.0, 129.4, 125.8, 125.2, 122.5, 117.7, 115.7,
111.4, 59.2, 44.6, 11.7; MS (El) m/z" 307 (M)

9 ( 78%):

"H-NMR (CDCls, 400 MHz) ,8: 7.62 (1H, m), 7.4
(1H, m), 7.36 (1H, m), 7.23 (1H, m), 7.05 (2H, m),
6.67 (1H, m), 6.64 (1H, t, J=7.6Hz), 4.53 (2H, s),
3.71 (4H, t, J=4.4Hz), 2.68 (4H, t, J=4.4H2); °C
NMR (CDCl;, 100 MHz) , & : 163.8, 154.0, 150.2, 147.7,
138.3, 134.0, 129.4, 126.0, 125.3, 122.7, 117.6, 110.9,
66.6, 62.3, 51.0; MS (El) m/z" 321 (M")

10 ( 8%) :

"H-NMR (CDCl; , 400 MHz) , 8 : 9.17 (1H, sb), 7.8
(1H, s), 7.66 (3H, m), 7.54 (1H, t, J=7.6Hz), 7.46
(3H, m), 7.23 (2H, td, J=7.6, 0.8 Hz), 7.05 (1H, d,
J=7.6,0.8Hz), 6.85 (1H, d, J=7.6Hz); MS (El) m/ /
z: 221 (M") (Cotter , 2007)

11 ( 66%) :

"H-NMR (CDCl;, 400 MHz), 3: 8.27 (1H, s), 7.7
(1H, d, J=7.6Hz), 7.74 (1H, s), 7.61 (2H, d, J=8.8
Hz), 7.19 (2H, m), 6.85-6.94 (3H, m); *C NMR (400
MHz, CDCOl,), &: 169.7, 141.8, 133.8, 133.5, 130.7,
130.3, 130.1, 130.0, 129.0, 126.6, 123.2, 121.9, 121.3,
110.3; MS (El) m/z* 287 (M")

12 ( DV%) :

'H-NMR (CDCl;, 400 MHz) , &: 9.50 (1H, s), 7.80
(1H, s), 7.75 (1H, d, J=7.6Hz), 7.68 (2H, d, J=8.8
Hz), 7.21 (1H, td, J=7.6, 1.2 Hz), 6.99 (2H, d, J=
8.8Hz), 6.95 (1H, d, J=8.0Hz), 6.89 (1H, t, J=7.6
H2), 3.88 (3H, s); MS (E) m/z" 251 (M") (Ogen,
2006)

13 ( B%) :

"H-NMR (CDCl;, 400 MHz), 3: 8.50 (1H, s), 7.79
(1H, s), 7.76 (1H, d, J=7.6Hz), 7.67 (2H, d, J=8.4
Hz), 7.22 (1H, m), 7.00 (1H, d, J=8.0Hz), 6.91 (2H,
d, J=7.6), 6.09 (1H, m), 5.46 (1H, d, J=17.2 Hz),
5.35 (1H, d, J=10.6 Hz), 4.62 (2H, d, J=5.2Hz); “C
NMR (CDCl;, 100 MHz) , & : 157.1, 141.4, 134.0, 1.7,
131.3, 130.0, 129.4, 128.6, 123.9, 122.9, 122.0, 120.2,
117.7, 112.2, 121.6, 111.6, 110.1, 69.1; MS (EI) m/z"
277 (M)

14 ( 67%) :
'H-NMR (Ds-Acetone, 400 MHz), & : 10.81 (1H, s),
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9.72 (1H, s), 8.99 (1H, d, J=7.6Hz), 8.87 (1H, d, J
=7.6Hz), 8.60 (1H, m), 8.49 (1H, m), 8.32 (1H, d, J
=7.6 Hz), 8.25 (2H, m), 8.13 (1H, m); ® C NMR
(CDCl,, 100 MHz),d : 169.7, 141.9, 133.7, 133.5, 130.7,
130.3, 130.2, 130.1, 129.0, 126.6, 123.2, 121.9, 121.1,
110.4; MS (El) m/z" 237 (M")

15 ( DV%) :

'H-NMR (CDCl;, 400 MHz), &: 8.38 (1H, s), 7.7
(1H, s), 7.76 (1H, d, J=8.0Hz), 7.67 (2H, d, J=8.8
Hz), 7.22 (1H, m), 7.01 (2H, d, J=8.0Hz), 6.88 (2H,
m), 6.09 (1H, m), 5.46 (1H, d, J=17.6Hz), 5.34 (1H,
d, J=10.4 Hz), 4.63 (2H, d, J= 5.2 Hz); “® C NMR
(CDCls, 100MHz), & : 170.5, 159.9, 141.3, 137.7, 134.5,
132.7, 131.5, 129.4, 128.2, 127.3, 125.6, 122.7, 121.7,
118.1, 114.5, 110.1; MS (El) m/z" 277 (M")

16 ( &HNW) :

"H-NMR (CDCls, 400 MHz), 8 : 8.39 (1H, s), 7.87
(1H, s), 7.72 (1H, d, J=7.6Hz), 7.52 (1H, d, J=7.6
Hz), 7.32-7.41 (3H, m), 7.2 (1H, m), 6.90 (1H, d, J
=7.6Hz), 6.84 (1H, t, J=7.6 Hz); ®*C NMR (CDCl,,
100 MHz) , & : 169.7, 141.8, 133.8, 133.5, 130.7, 130.3,
130.1, 130.0, 129.0, 126.6, 123.2, 121.9, 121.3, 110.3;
MS (ESl) m/z" 258 (M +1) : MS (El) m/z" 255 (M")

17 ( 57%) :

'H-NMR (CDCl;, 400MHz) ,8: 9.02 (1H, d, J= 7.2
Hz), 8.88 (1H, s), 8.67 (1H, dd, J=4.8, 0.8 Hz), 7.%
(1H, d, J=8.08Hz), 7.75 (1H, s), 7.50 (2H, m), 7.24
(2H, m), 6.90 (1H, m); ®C-NMR (CDCl,, 100 MHz) , &
169.6, 151.9, 149.6, 149.4, 140.5, 136.6, 132.2, 130.6,
129.7, 123.6, 122.6, 121.9, 119.6, 110.5; MS (El) m/z"
222 (M)
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