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Scheme 1  Synthetic route of the title compounds
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1.1 {UEEFKH

I RY -1 B0 SN CREETT A XS ) ) T EE TR L 4L 1F s Mercury-PLUS 400 #U A% %
(£ Agilent 24 7)) FIF'H NMR 52 , TMS Sy Y45, DMSO 8 CDCI, 4% 7] ; Tracems-2000 74 Ji 11X
( 3£ Finnigan 235 ) T MS {ilj & ; Vario EL TIT CHNSO 50 /01X (75 [E Elementar 23] ) I FI0 %R
G307 s WEZZ TR S GF254 60 B (F S T) ) .

JIT FHAGR) Ry o3 2 [ 7 e 3R], it T AT 28 8 RAR B g4 2- (4, 6- — I A g g -2- 0% ) 2-
(2-FHFEARIE) 20 (2) ZBESCHRL9 ] J7 k175 MR 66% 445 15, 87 ~89 C (SCHR” {E:88 ~89 C ).,

1.2 frjafk2-(2-/EFE)-2-(4,6- _HAEEEE2-K) 2R (3) WER

ZIESCHR [ 10-13 ] 77 3%, £€ 50 mL ) Wi, 43 A 1.0 g (3.3 mmol ) ] {4 2,0.94 ¢
(0.016 mmol) #&#r.0.2 g(3.7 mmol ) Z AL 10 mL ZEEFN 1.5 mL /K, 8137 6 h J5 R ARESE + 0 B
YEFNATUE , FH 10 mL #A4 2 BEPE A UE O, T 15 U8 W &0 R B BE A e AL, KA VOAThE) V(L
fik): V(SR EBE) =5:2:2 WA WCHVENIA , HL 5 2 hE AT IR AT 15 IR S A 1514 (3) 0.6 g, I 68% , 1
15204 ~206 °C, 'H NMR (400 MHz,DMSO-d, ) ,5:3.94(s,6H,2 x OCH, ) ,5.67 (s,1H, PyHet) ,6. 87 ~
8.19(m,4H,Ph),10.61 (s,1H,CH); TTZE4#Hr (C,, H,,N, 0,13 )/% : C 62.36(62.21),H 5.21
(5.22),N 20.50(20.73),

1.3 HirMLEWHERSEMRLE

ZRSCHR [ 14-16 ] J5 %, 76 50 mL A R A 1 mmol H [E]{& 3 10 mL P4 5 Wk iR ( THF ) £
1.2 mmol SR , BR A5 de 55 4f FEVKIE h SO AN, A G 78 5 T ROz, TLC Wi Jz 1 ik
FECRVESTEA 1 ~6 h) o FHIE 2 A3 0% PR R -5 0 Tl Tk () VR 5 T VAR R IR , A I A S A A5 A 1. 1) E B
LEY) 4a ~ 41,

B da. B E A Y% 78% ,mp 187 ~ 189 °C ;' H NMR (400 MHz, CDCl,),8:4.05(s,6H,2 x
OCH,),5.80 (s, 1H, PyHet ), 6.52 (d, 1H, COCH=),7.21 ~ 8.58 (m, 9H, Ph), 10.99 (d, 1H,
Ph—CH=),12.25(s,1H,CH) ,13.21(s,1H,NH) ; EI MS m/z(% ) :400(M* ,71) ,399(65) ,356(20) ,
296(24),270(62) ,254(57) ,164(20) ,130(100) ,102(22) ; TLE 4 H7 ( Coy Hy N, O, 1A ) /% - C 69. 21
(68.99) ,H4.95(5.03) ,N 13.83(13.99) ,

b4 4b - W A 1% 73% ,mp 224 ~225 °C;'H NMR (400 MHz,CDCL,) ,8: 4. 04 (s,6H,2 x
OCH,),5.79(s,1H,PyHet) ,7.22 ~8.57(m,9H,Ph) ,11.07(s,1H,CH) ,13.01 (s,1H,NH) ; EI MS m/z
(%) :375([M+1]7,24) ,374(M*,74) ,346 (11),269 (40) ,253(36),104 (100) ,76 (44 ) ; & Z 1 H7
(Cy H N, O, i18MH) /% :C 67.19(67.37) ,H 4.76(4.85) N 14.76(14.96) ,

A de  Hea [EA % 71% ,mp 209 ~210 °C ;'H NMR (400 MHz,CDCL,) ,5:1.28(t,J =3. 6 Hz,
3H,CH,),2.74(dd,J, =3.6 Hz,J, =7.6 Hz,2H,CH,) ,4.04 (s,6H,2 x OCH,),5.79 (s, 1H, PyHet) ,
7.22 ~8.57(m,8H,Ph),11. 13 (s,1H,CH),12.97 (s, 1H,NH) ; EI MS m/z(% ) :402(M* ,100) ,374
(13),270(26) ,269 (12) ,268(15),253(20),132(85) ,104(24) ; JTLZE M #H1 (C,s H,, N, O, i A ) /% -
C 68.41(68.64) H5.43(5.51) ,N 13.86(13.92)

b4 4d ;#4644 R 70% , mp 242 ~ 243 °C; '"H NMR (400 MHz, CDCL, ), 8:2.46 (s,3H,
CH,),3.96(s,6H,2 x OCH,) ,5.79 (s, 1H,PyHet),7.21 ~8.56(m,8H,Ph),11.09(s,1H,CH) ,12.95
(s,1H,NH);EI MS m/z(% ) :389([M +1]",17),388(M* ,77),360(9) ,270(21) ,268(20),253(19),
118(100),90 (61); T ZE M1 (Cpy Hyy N, O 3184 ) /% : C 67.87 (68.03) ,H 5.27(5.19) , N 14.36
(14.42)

A de: A EK % 89% ,mp 186 ~ 188 °C ;'H NMR (400 MHz,CDC,) ,5:1.03(t,J =5.2 Hz,
3H,CH,CH,CH,),1.79 ~1.85(m,2H,CH,CH,CH, ) ,2.42(t,J =7.2 Hz,3H,CH,CH,CH, ) ,4. 05(s,6H,
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2 xOCH,),5.77 (s, 1H, PyHet) ,7. 18 ~8.55(m,4H,Ph) ,10.90 (s, 1H,CH),11.89 (s, 1H,NH) ; EI MS
m/z(% ) :340(M* ,82),269(100) ,253(20) ,132(36) ,103 (20) ; TEZE 47 (€, Hyo N, O, 1 ELAE ) /% -
C 63.63(63.52) ,H5.91(5.92) ,N 16.42(16.46)

LAY af . B 6 R IR 68% , mp 202 ~203 C ;'H NMR (400 MHz, CDCl;),56:4.08(s,6H,2 x
OCH,) ,6.18(s,1H,PyHet),5.89(d,J =10.4 Hz,1H, =CH, ) ,6.29(m,1H, COCH=),6.60(d,J =
10. 4 Hz,1H,=CH, ),7.21 ~8.57(m,4H,Ph) ,10.97(s,1H,CH) ,12.49(s,lH,NH) ; EI MS m/z(% ) .
324(M*,82),269(100),253 (59) ,184(35),157(19),54 (26) ; L2437 (C H N, O, 5 1) /% -
C 62.84(62.95) ,H5.09(4.97) N 17.36(17.27) .

1.4 A£¥iFEtEile

I BT M A T 1 1 4 7 [ g AR 2 il oV AR A ST Be AT . 2 ROCHR (17 1 4By
AT R BT A S AT R T P
141 te3FEW FRECO.01 g J5Z5, Iy mac il s & 43 808 5. 0% Wi, ATAFRR 53 %R 0. 1% it -
80 FLALFI A K VA AR B B Ry 150 g/hm’ £

TR FEAREY) R B EE ( Echinochloa crus-galli) i) J& 5L ( Setaria viridis ) . 5 J5 ( Digitaria sanguinalis) |
I73% (Brassica juncea) | JZ AL U ( Amaranthus retroflexus ) FI# % ( Eclipta prostrata) .

BRI B RT3 20 RT3 SIS HE AR 9 em Bk, TR P35 15 BA Tt e K 5
15 ~2 4, X0 2% (B S0 S0, B Sl 55 2 8 29 A7 25 Jm 25 AR B, A Uk 0 A2
2 0 BRI I IR AR EE 4 ~5 h Rpt R B2 S B AR E NG IR . RS A K
B0, EHAIC sz HAEAR, 700 T 24)5 15 ~20 d H A W R B s 4

X AR SR BRI ) SRR ) 1) W T | A DR 2 A5 25 B S M R B, 23 P 5 Ry : 0% A TE R 37
P£:10% ~30% s AR, FEA 5200 340% ~ 50% R AR, XA KA B 200 560% ~70% S A 16 e, BE
A1 380% ~90% i P, ™ B AN AR 4K 5 100% S 52 HAEMR S AL T
1.4.2 #@&®E FRH0.01 g HARfL G Y, A0 DMSO i 5 FHZE 1R /KFC R 200 me/L 25345

T AR TR A i % B 7R ICET 5 UL 1Y 35 )TN HS %5 9 1 ( Pseudoperonospora cubensis ) | ¥ JI\ [ 83 I
( Sphaerotheca fuliginea) % JAJK 9% B ( Botrytis cinerea ) F7K A5 SUAL IR B ( Rhizoctonia solani)

W R BN A 2 2 B et . QOB AR B2 w10 T 0 s e 2 30 (i e A KR
R R B, FH 20T 55 AL BR S A SR T 29 24 h )5, RO i 80 JICRR 20 i, T B 2B 0 X
10 °C 2 A 78 /K Uk T s 15 T 6708, P Bt T BV (2 x 10° ~3 x 10°4~/mL) o PRI %5 25 (1
J30. 1 MPa) 7E 83N 5 W55 b, M Jm 0 N 3 =N AU =, ORI AH X IR B 100% , 2
15 ~20 °C,24 h J5{RFFRIELS ~24 C MHXHREE 90% 224 0RIRFE & ,S d JE A B B 1% O 64 7 03
PR FERTREC TR R QN R BRI IR e 1 R B K — B BT, 25 W0
ZAC IS BAT 24 b S ORI E1B T Y B B b R 16, FIBUZ 20 A i ik, i i A 5k B2
10 mL ™" ZEA (L VT8, e i A T 25 46 . Bl UG R BRI T IR B 2R (21 ~23 C) BN,
KGR 7 ~8 d Ja , AR s O BRI 1 DL T 73 G0 A, 4 15 B 20 BB TUR B 9 41 1 1K
By R T e 2 B - B SR B, 2GS T TS SRR DR T
22 ~26 CHOBEIE 24 b 5 P65 B AEIRER T 204 4, HExhIRE Ao S o ST - S B
PSR BE BLAE , TR B0 7K R SR 0 TAHES: « B4 2 BUH IR 35— S0 A I, o 24 701 1
FALHRE TS 8 B DR B 22— BRI T A B L,22 ~26 CHREGIRIE 24 h )5, R B SROLIREE 374
4 do FEXTIRREFE S0 s e TR - RO 0 F A e s B LA AR BT

AR 96 53 br 2 B AR 24 (R 25 030 v U ) |, o 18 BRI B v 38R 44 T

sttt % = £ CEPIRHAMUTEED 109
SR AP
Xof BRI 1 45

BIARCR % =
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2.1 KEMHER

2,11 WEAREG AR AR 2-(2-B TR ) 2-(4,6- T SRR IE-2-08) L (3) WA, DETE
RO G HE . SR a R B, 5 WA AL A B0 b, B M RCR L T80k o AEA O, A2
()4 3 1 [R) B, 25 2 A LRI 7= ) (2 B AR ) (4, 6- W AU B g -2- 5% ) FY R (FEAS SE 30 4510 1 &1 7=
MR 13% ), B SRR 1) M A

2.1.2 BARMEHE AR TERAREE WG R i T I SRR S KR SR R N A AT
THRAL I BRACE W) de 55 4 15 AR R ROAN , AR & & A E I R kAT . Pk 3 5
ot SR P P B 2R LA 1: 1 2 Bk AT FUARAC & W & B, B A IR , # A f B, B iz i
AL (1 ~6 h) HA L ERYCR(68% ~89% ) o

2.2 B EYMRBRERMEEME

2.2.1  BFEEWE LE150 g/hm’ PR, HAMEE Y 4a ~ 4 SHEVREY BE R Sh R It
SR SRS R i e R BR3P A SR R 1 P

x1 HERUEY4a~ 4 HREFE(IHER)

Table 1 Herbicidal activities of compounds 4a ~ 4f( inhibition rate/ % )

Echinochloa Setaria Digitaria Brassica Amaranthus Eclipta
Compound . . L .
crus-galli viridis sanguinalis Juncea retroflexus prostrata

4a 0 0

4b 0 0 0 0 0 0
4c 0 0 0 0 0 0
4d 0 0 0 0 0 0
4e 0 0 0 0 0 0
4f 0 0 0 0 0 0

1 AT LUA ARG W) 4a ~ 41 X 6 il S R R B BR A o ol Ay HARY 9 25 4
PR AR EEN R, B H AR BURER 5 e PR il i BA W R AR A, 5
T OE KA TR A AL T A (i TP A S DR AP AR R 22 57 o UEWAAE 4, 6-— HT S R M E S R B0 22 ], J it

BRI AOE TR AL S B ZEANBE 5 SRR 5 B ( AHAS) AR A7 st 25 & SR GAR T, IR i A
PRBLHBR FERCR o
2.2.2 WEEE FEMIZY BN 200 mg/L i, HAREATY) d4a ~ 4 3 SR Rk s I i 6 TUR:
BRI R BTN B BT BRI B R/ SOR A BR7 4 00 B 5 A 32 SR AN 36 2 s

®2 WEWda~ 4 PIEENE

Table 2 Fungicidal activities of compounds 4a ~ 4f

Inhibition rate/%

Compound . . L . . .
Pseudoperonospora cubensis Sphaerotheca fuliginea Botrytis cinerea Rhizoctonia solani
4a 0 0 35.3 21.7
4b 0 0 3.6 0
4c 0 0 15.6 18.7
4d 0 0 14.4 72.3
4e 0 0 28.7 56.7
4f 0 0 4.5 0

HZZ 2 Wl LAE L, H Y da ~ 4 X5 BT B0 SR RS SUR o 26 B — 2 MBI TA B8CR , o ik &
Yy 4a il de Xof 8 TR BRI BT IR RCR 73900 35. 3% J¢ 28. 7% AL A1) 4d Fil de Xof /KA SUR G 19 Bl 1 4%
RIFINHN 72.3% I 56. 7% o o SEY 25 RN Al U CHE A2 A I PRS2, B RO 80
PRI 3 BRI T BN SERS AL S DR B RS o R OWARIEER 2 SR 0 L] 05 35 41 B
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TR SIS R A AR E T, XA G B — A I T e A e s i o
3 45 i

A 2-(2-fiBEAR5L ) S 0 OB, ol 246 6 B I R e A BORE A5 B T 6 AR WL SCHRARE f N-(2-
(FiE3 (4,6~ SRR e -2 -1 ) W3 ) R0 ) R AW o ARG PR SR 2 SR 3R WL, BT & U AL & )
X8 TR B KA SO A — E AT 1 o Ul W3 A 5 30 2o 235 4y e i LA 5350 v 375 P 23S Bl 5 R
A 2L T e
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Synthesis and Biological Activities of N-(2-( Cyano(4,6-
dimethoxypyrimidin-2-yl ) methyl ) phenyl )
Substitued Amide Derivatives

LI Yuanxiang”’* , CHEN Dizhao*
(“Chemisiry and Chemical Engineering Department , Huaihua University , Huaihua 418008 , China ;
"Key Laboratory of Pesticide & Chemical Biology ,Education of Ministry
College of Chemistry ,Ceniral China Normal University , Wuhan 430079 , China)

Abstract  Six novel N-(2-( cyano (4, 6-dimethoxypyrimidin-2-yl ) methyl ) phenyl ) substitued amide
derivatives were synthesized using 2-( 2-nitrophenyl ) acetonitrile and 4, 6-dimethoxy-2-( methylsulfonyl )
pyrimidine as starting materials by condensation reaction, reduction reaction and acylation reaction,
respectively. The structures of all synthesized compounds were determined by 'H NMR, MS and elemental
analysis techniques. As-synthesized compounds did not show herbicidal activities at 150 g/hm’. The
antibacterial activity test indicated that some of them exhibited certain inhibitory activities against Sphaerotheca
Sfuliginea and Rhizoctonia solani, respectively at 200 mg/L. The inhibition rate of compound 4d against
Rhizoctonia solani was 72. 3% at 200 mg/L.

Keywords pyrimidinylsalicylic acid, dimethoxypyrimidine ,amide , synthesis , biological activities



