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Synthesis and Fungicidal A ctivity of
4M ethyl-2-( IH-pyrazotl-yl) thiazole-5-carboxam ides

XU T iamrm né ,  ZHENG Zhiwen, DOU Huanj HUW e+qun YAO Wei
(Zhejiang Chen cal Indusiry Research Institute, H angzhou 310023, C hina )

Abstract Ten novel title compoundsw ere synthesized fran 4-m ethy }F2-( IH-pyrazo Fl-y 1) -5-thiazole
catbonyl chloride w ih am ines The structures of the compounds were confim ed by M S and 'H NMR.
The resulis fran greenhouse tests showed that the efficacies of som e of the titk can pounds w ere up to

100% agamnstBrenia lactuca and Sphaerotheca fuliginea and were up to 8% agamnstBotrytis cnerea
at500m g /mL.
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H), 773(d J=1 0Hgz IH, pyrazolytH), 8 33 21
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Table 1 Physical and MS data of compounds ZJ

A} R LS R i, m/z
Compd. Yield/ % m.p./C (M+1)
YAD! 2,4 6-Me,C.H, 50.3 147.8 ~150.0 327

Me
Z)-2 78.0 123.1 ~123.8 356

3-(MeON=C ) C4H,

Me

Z)-3 90. 1 87.2 ~88.5 347
4-CIC4H,CH
74 1-C,oH, 83.0 161.3 ~162.4 335
ZJ5" Hv <l 78.3 117.2 ~118.4 320
VALY 4-Me C¢H, 35. 1 121.3 ~122.7 299
7)7 4-CIC4H, 85.3 119.2 ~120.4 319
Z)8 4-i-CyH,C.H, 80.3 80.4 ~82.1 327
7J9 2-CIC, H, 60.4 107.6 ~108.9 319
ZJ-10 4-EtC,H, 66.5 87.4 ~89.1 313
W T BRIEE Y 235 A B AAS, HAREh H A8
Note : * Except ZJ-5 is yellow crystal , appearance of all compounds are white crystal
2 Z] 'HNMR
1
Tabk2 HNMR data of com pounds
'H NMR(CDCL/TM S), &
C om pd. 7

7)1 2. 25( s 6H, 2A #CH;4), 2 29(s 3H, ArCH;), 2 73(s 3H, hibzoly-CH;), 6. 51(dd, J= 1. OHz J=2 5Hz IH, pyrazoly}
H), 6 94(s2H, AH), 7 74(dJ=1 0Hz IH, pyrazoly HH), 8 35(d, J=2 5Hz 1H, pyrazolyHd)

7)2 2. 23( s 3H, C-CH,), 2 72(s 3H, thiazoly-CH;), 4 00( s 3H, = NOCH;), 6 49(dd J=0 7Hz J=2 OHz 1H, pyrmzoly}
H), 7 35~ 7. 43(m, 2H, AH), 7. 50( s 1H, CONH ), 7. 66~ 7. 67(m, 1H, AH ), 7. 74(d, J = Q 7THz 1H, pyrzoly+H),
7. 78(s IH,AH ), 8 32(dJ=2 O0Hz IH, pyrazoly HH)

7J-3 L 56(d J= 6.4 Hz 3H, CH-CH;), 2 63(s 3H, thihzoly-CH;), 5. 18~ 5 25(m, IH, ArCH), 5 87~ 5. 89(d J=7. 3Hz
1H, CONH), 6. 48 (dd,J=1 OHz J=2 5Hz IH, pyrazolyHH), 7 26~ 7. 34(m, 4H,AH), 7 71(d, J= 1 OHz 1H, pyrazolytH ),
8 30(d J=2 5Hz IH, pymazoly+H)

7)4 2.76(s 3H, thiazol-CH;), 6. 51(dd J= 1. 2Hz J=2 4Hz IH, pyrazolydH), 7. 41~ 7 51(m, 3H, AH ), 7 59( ( by 1H,
CONH), 7.75(d J= L 2Hz 1H, pyrazolyHd), 7. 79~ 7 84 (m, 3H, AH), 8 25(s 1H, AxH), 8 34(d J=2 4Hz IH,
pyrazo ly+H)

7)-5 2. 80( s 3H, thiazol-CH3), 6. 51 (dd, J= L 1Hz J =2 7 Hz 1H, pyrazolyHd ), 7 30~ 7. 33(m, 1H, py-H), 7 76(d J=
1. 1Hz 1H, pyrzolytH), 8 09( by 1H, CONH ), 8 34(d J= L 3Hz 1H, py-H), 8 36(d, J=2 7Hz lH, pyrzolyiH),
8 82( ¢ IH, pyH)

7J-6 2 34( s 3H,ArCH;), 2 71(s 3H, hihzoly-CH,), 6 49(dd, J=1 2Hz J=2 4Hz IH pyrzolytH), 7 17(d J= 8 7 Hy,
2H, AH), 7 38(br IH, CONH), 7. 43(d J=8 7Hz 2H, AH), 7 74(d, J = L. 2Hz 1H, pyrmzolyHH), 8 32(d IH, J=
2. 4Hz pyrazoly+H)

7)1 2. 71( s 3H, thiazol-CH3), 6. 50(dd J= 0. 9Hz J=2 1 Hz IH, pyrazolyHH), 7. 32 (d J=8 7 Hz 2H, AH ), 7 42( br
1H, CONH), 7.50~ 7 52(d, J= 8 7Hz 2H, AH ), 7. 74 (d, J= 0. 9 Hz 1H, pyrazoly ), 8 32(d J=2 1Hz IH,
pyrazo ly H)

7J-8 1. 23(d, 6H, J=6. 8 Hz 2CH-CH;), 2 71( s 3H, thihzoly-CH;), 2 88~ 2 93(m, 1H, CH-CH;), 6. 49(dd J= 1. 3Hz J=
2 5Hz IH, pyrzolytH), 7. 22(d J= 8 4Hz 2H, AH), 7 41( br IH, CONH), 7. 45(d J=8 4Hz 2H, AH), 7. 73(d ]
=1 3Hz IH, pyrazoly Hl), 8 32(d, J= 2 5Hz IH, pyrazoly H)

7J-9 2. 79( s 3H, thiazol-CH;), 6. 51(dd J= 1 1 Hz J= 2 5Hz 1H, pyrazolydH), 7 08~ 7. 12(m, 1H, AH), 7. 31~ 7. 35(t
1H, AH), 7 42(d, J=8 OHz IH, AH), 7 76(d, J= 1. 1 Hz IH, pyrazolyHl), 8 09( by 1H, CONH ), 8 34(d J= 2 5Hz
1H, pyrazolyHd, ), 8 48(dJ=8 OHz IH, AH)

7J-10 L 21( 1 3H, G-CH;), 2 64(q J=17 8Hz 2H, CH,C), 2 72(s 3H, hiazol-CH;), 6. 50((dd J= 1 2Hz J=2 7Hz IH,

pyrazoly Hl), 7. 19(d J= 8 2Hz 2H, AH), 7 38(by 1H, CONH), 7. 45(d, J= 8 2Hz 2H,AH), 7. 74(d J=1 2Hz 1H,
pyrazoly HH), 8 33(d, J=2 7Hz 1H, pyrazoly+H)
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Table 3 Fungicidal activity of can pounds(Control efficacy P )

B. lactuca S fuliginea B. cinerea

Compd 1 000mg/L  500mg /L 200mg/L 1 000mg/L 500m g/L 200mg/L. 1 000mg/L  500m g/L 200 m g/L

ZJ1 100 100 529 100 80. 0 21.0 80 0 40. 0 0.0
Z)2 81. 0 50.0 200 90. 1 56. 2 20. 1 100 86. 0 43 4
7J)3 75.0 60. 1 21 0 100 71. 3 Q0 100 90. 2 59.3
ZJ4 100 87.0 Q0 100 65. 9 Qo0 100 86. 0 48. 6
ZJ)5 90. 1 50. 3 Q0 100 781 21.0 100 85. 7 50. 2
ZJ-6 100 100 48 6 100 83. 1 30. 6 60 8 0.0 0.0
7)7 100 985 50 1 100 100 42.0 80 1 0.0 0.0
7J8 100 100 75 0 100 72. 3 20. 1 500 0.0 0.0
VAR 100 72. 3 21 0 90. 2 501 Qo0 63 1 30. 2 0.0
7ZJ)10 90. 5 82 1 30 2 82 3 40. 4 Q0 68 3 0.0 0.0
2%%
(azoxystobin SC) 100 100
0%
('sun ilex D P) 60
CK 0 0 0 0 0 0 0 0 0
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