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1.1 FEXFEHERH

X4 7 59 {0 s AUl BE VT AR AL IE) L bt
5L aR A BRZS vl Nicolet 6700 fdf B AR £1 4151
A KBr [ A7) L 56 [ e e A 2 7l - A i AL R
4L AVANCE 400 #Y( CDClLy zf; DMSO K % 71,
TMS yNAR) , Fit - A B 9820 7; micro-TOF 11 5 43
BT REAY , I A & 75\ 7] SuperNovaE G8910B X-—
ST B RN, SE R A ). @B =2
e ol FH AT 0 A L. AR5 X5 R 2 A 4.

1.2 ARAE
1.2.1  Pia4k 3 egbk SRASCHK (1546 (975 1%
BT EA T A 2.

HE A 3 5 G FE R A 2 4.70 (20 mmol)

M=K 10. 48 g( 40 mmol) BT 40 mL — & H
B, R IMASE LK 9. 48 g( 40 mmol) , Hi Hf
NG =M 11 mL, g Ee, SR AR S 8 h
Jo , FEAS B A, AR ZE TE /K S BB i T 1A Hh )
3. 1 5N 149 ~ 150 C, Rl 72% . '"H NMR
( CDCl, ,400 MHz) ,6:7.45 ~7.66( m,15H) ,3.12 ~
3.17(q,J =7.3 Hz,2H) ,2.38(s,3H) ,2.30(s,
3H) ,1.29 ~1.32(t,J=7.3 Hz,3H) .
1.2.2 BARSH 4 96k ERSEYF,
50 mL = FUEE IR 230 A 2 mmol H[EI A 3 Al
10 mL — 5 F B, F5f [ 44 5 4 0 i O, DR A
2 mmol 35 B 5 FURER , ¥ B 8 ~ 12 h, A7 Kot (A (& A7
L HhUE TR DR FR mE /P Y AN R A L R4S H
b E ) 4a ~ 4i.

a1 da: BLE K, 723K 67% ,m. p.: 224 ~
226 °C;'H NMR( DMSO-d, ,400 MHz) ,5: 10.90( s,
1H) ,8.06 ~8.08(d,J=8.1 Hz,1H) ,7.75 ~7.79
(d,J=7.6 Hz,1H) ,7.68 ~7.70(d,J =8.0 Hz,
1H) ,7.47 ~7.51(d,J=7.6 Hz,1H) ,5.01(s,1H) ,
3.19 ~3.24( q,J =14.5 Hz,2H) ,2.60( s,3H) ,1.29 ~
1.33(t,J =7.3 Hz,3H) ; IR( KBr) ,»: 3 287,2 219,
1 648,1600,1 563,1500,1 446,1 393,1296,1 142,
1 091,745,545 em™'; HRMS( ESI) caled for C, H,;N;0,S:
382.097 4 [M +H" ],found: 382.096 3.

G 4b: AR, 773K 85% ,m. p.: 234 ~
236 °C;'H NMR( DMSO-d, ,400 MHz) ,5: 10. 83 s,
1H) ,8.35(s,1H) ,7.54 ~7.56(d,J=8.6 Hz,2H) ,
5.02 ~5.08(d,J=24.1 Hz,2H) ,3.20 ~3.24( q,
J=7.3 Hz,2H) ,2.60( s,3H) ,1.31 ~1.32(t,J =

7.3 Hz,3H) ; IR( KBr) ,»:3 123,2 221,1 646,1 558,
1529,1 477,1 421,1 259,1 136,954,538 cm ™ ';
HRMS ( ESI) caled for Cg Hj, C1,N,0S: 405. 034 3
[M+H* ],found: 405.033 1.

5 de: LA TR, 7250 75% ,m. p. : 247 ~
249 °C;'H NMR( DMSO-d, ,400 MHz) ,5: 10. 73( s,
1H) ,7.84(s,2H) ,7.37 ~7.39(d,J =8.3 Hz,2H) ,
5.00 ~5.08(d,J=31.8 Hz,2H) ,3.19 ~3.24( q,
J=14.4 Hz,2H) ,2.59(s,3H) ,1.30 ~1.33(t,J =
7.3 Hz,3H) ; IR( KBr) ,»:3 314,2 220,1 641,1 603,
1 586,1 521,1 491,1 406,1 258,1 084,984,546 cm™';
HRMS( ESI) caled for CH,sCIN,0S: 371.073 3 [M +
H* ],found: 371.071 8.

WG 4d: B EIER, 775 65% ,m. p.: 199 ~
200 °C;'H NMR( DMSO-d, ,400 MHz) ,5: 10. 38 s,
1H) ,7.84(s,1H) ,7.52 ~7.54(d,J =8.6 Hz,1H) ,
7.31~7.32(d,J =6.6 Hz,1H) ,4.95(s,2H) ,3. 13 ~
3.18(q,J=7.3 Hz,2H) ,2.54(s,3H) ,1.23 ~1.27
(t,J =7.3 Hz,3H) ; IR( KBr) , »: 3 443,2 218,
1 645,1588,1520,1 446,1 414,1 360,1 248,1 093,
952,864,515 em™'; HRMS( ESI) caled for C,H,, CL,N,0S:
405.034 3 [M +H" ],found: 405.032 9.

5 de: @A, 73R4 72% ,m. p.: 222 ~
224 °C;'H NMR ( DMSO-d, ,400 MHz) ,5: 10. 39 s,
1H) ,7.84(s,1H) ,7.52 ~7.54(d,J =8.2 Hz,1H) ,
7.30 ~7.33(d,J =8.8 Hz,1H) ,4.92(s,2H) ,3. 13 ~
3.18(q,J=7.2 Hz,2H) ,2.45(s,3H) ,1.23 ~1.27
(t,J =7.3 Hz,3H); IR( KBr) , »: 3 445,2 220,
1623,1 595,1 563,1 317, 1 257,953,543 cm™';
HRMS( ESI) caled for C,H,, Cl,N,0S: 405. 034 3 [M +
H"* ],found: 405.035 5.

fe A a8 LRI, 75 81% m. p. 241
243 °C;'H NMR( DMSO-d, ,400 MHz) ,5: 10. 64 s,
1H) ,7.84(s,1H) ,7.37 ~7.39(d,J=7.2 Hz,1H) ,
7.31~7.32(d,J =6.6 Hz,1H) ,4.98(s,2H) ,3. 18 ~
3.25(q,J=8.0 Hz,2H) ,2.59(s,3H) ,1.30 ~1.33
(m,3H); IR( KBr) ,»: 3 445,2 220,1 647,1 590,
1523,1 488,1 408,1 257,1 090,955,527 cm™';
HRMS( ESI) caled for C,iH,;FN,0S:355.102 9 [M +
H* ],found: 355.101 5.

G 4g: AR, 73K 62% ,m. p.: 260 ~
262 °C;'H NMR( DMSO-d, ,400 MHz) ,5: 11. 01 s,
1H) ,7.88 ~7.93(dd,J=14.4,7.7 Hz,2H) ,7.71 ~
7.75(d,J =7.7 Hz,1H) ,7.65 ~7.77(d,J =7.9 Hz,
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1H) ,4.89 ~4.90(d,J=2.5 Hz,1H) ,4.16 ~4.17
(d,J=2.6 Hz,1H) ,3.23 ~3.28(q,J =14.5 Hz,
2H) ,2.63(s,3H) ,1.32 ~1.36(t,J=7.3 Hz,3H) ;
IR( KBr) ,»:3 122,2 215,1 629,1 625,1 544,1 496,
1454,1382,1217,1 143,953,863,526 cm~'; HRMS
(ESI) caled for C,y H F,N,0S: 405. 099 7 [M +
H* ],found: 405.098 8.

ey 4h: B @l A, 7730 83% ,m. p.: 231 ~
232 °C; 'H NMR( DMSO-d, ,400 MHz) ,§: 10. 75( s,
1H) ,7.32 ~7.34(d,J =8.0 Hz,2H) ,7.18 ~7.20
(d,/=8.1 Hz,2H) ,4.81 ~4.82(d,J =1.7 Hz,
1H) ,4.22 ~4.23(d,J=1.9 Hz,1H) ,3.22 ~3.27
(q,J=7.3 Hz,2H) ,2.65(s,3H) ,2.37(s,3H),
1.31 ~1.35(t,J=7.3 Hz,3H) ; IR( KBr) ,»: 3 431,
2218,1687,1618,1583,1438,1378,1255,1159,
1 075,953,860, 526 cm™'; HRMS ( ESI) caled for
C,oHgN,0S:351.127 9 [M +H"* ],found: 351. 126 7.

&Y 4i: AR, 258 90% ,m. p. : 217 ~
219 °C; '"H NMR( DMSO-d, ,400 MHz) ,5: 10. 44 s,
1H) ,7.72(s,2H) ,6.87 ~6.89(d,J=8.5 Hz,2H) ,
5.00(dd,J=32.4,3.3 Hz,2H) ,3.98 ~4.03( q,J =
7.0 Hz,2H) ,3.18 ~3.24( q,J =7.4 Hz,2H) ,2.51
(s,3H) ,1.29 ~1.33(m,6H) ; IR( KBr) ,»: 2 978,
2214,1641,1 603,1 560,1 525,1 507, 1 254,
1223,1 120, 1 068,953,516 cm~'; HRMS ( ESI)
caled for C, H,,N,0,S:381.138 5 [M + H* ], found:
381.137 5.

2 GRSt

2.1 RN
] PR I ) 45 A5 PPh, / Br, 351 R

PPh, /C,Clo/EGN 3" PR 5 45 K B3 0E K
WA SCR F PPhy /C,Cl, /EGN B, = 2, Bt Wb 55 2518
TN B R VAR R IR RERTE 0 C A2 4. Ak 3
AKRFE R EIHIIA. FRRERE K AR E, 55
I3 AR, PR AR A W AL B9 4 5
MR R TR TOK 1 S e SRk
2.2 EiEMER

ST HEMEA PR H NMR, & Bl—NH ) {L2#
i 8 16 10.38 ~ 11. 01 A4 S PR TR I ML e IR | 7%
FER R LA A0 6 7E 2. 60 Zidy. TELLAMGIE
P L ARSI A 2 210 ~2 221 em ™' ,—NH ()
FRIZISCIEAE 3 500 ~3 100 em ™' 22 [8). B4 HE RS T 7
HERME AP ARR o B S5 S AR, (L5 4e
SRR Y PP 5 A P A5 320 I g B 11 P
it I X B AT S B AL 54 ( I 2)

H2 LAY dc i) XSt S RITHEN
EiE

WA Sk (1920 1 /9 5 20038 T B b fk & 9 78
JR A A 10 mg + L1100 mg + L~ % i
Yy# % ( Barnyard grass, B3 0 J% F) LB A
( Brookside astilbe , B ¥ Z%35) 3 JIN( Cucumber , L
T ZE) FIE N ( Radish , ST 2 550) 25 K AR K
AR, G5 AR 1 K.

R1 AW a~4i MHE . FEHR . BENME MoME = %
# JIN( Cucumber) B 2 % ( Brookside sorghum)
wEY R e R E)
0mg+L™" 100mg+L™" 10mg-L"' 100mg+*L™" 10mg+L"' 100mg+L" 10mg+L™" 100 mg+L"'
4a -26 -22 39 D -61 14 D -53 4 D -1
4b 1 D 40 D 37 D -42 -74 -27 30 D 55 C
4c 6 D 14 D 45 D -100 -33 -70 57 C 33 D
4d 2 D -5 57 C -60 -21 -64 49 D 4 D
4e -32 4 D 24 D -32 -11 -100 63 C 41 D
4f 1 D 11 D 11 D 12 4 D 35 D 49 D 45 D
4g -17 33 D 41 D 40 43 D 11 D 14 D -3
4h -47 -37 20 D -100 -51 -65 42 D 18 D
4i -24 30 D 24 D -69 -4 -100 63 C -2
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®1UH)
% N ( Radish) HEL( Barnyard grass)
wE) R B R E)
0mg+L”" 100mg+L™" 10mg-L"' 100mg+*L™" 10mg+L"' 100mg+L" 10mg+L™" 100 mg+L"'

4a -31 10 D -8 12 D 100 A 100 A 100 A 100 A
4b -40 34 D 2 D 15 D 98 A 100 A 94 A 100 A
4c -18 -1 14 D 25 D 95 A 100 A 91 A 100 A
4d -32 -13 21 D -31 82 B 100 A 81 B 100 A
4e -44 -8 21 D 10 D 100 A 100 A 100 A 100 A
4f 12 D 18 D 18 D 17 D 100 A 100 A 100 A 100 A
4g 24D -23 33 D 20 D 84 B 100 A 100 A 100 A
4h -12 -19 100 A -4 86 B 100 A 78 B 100 A
4i -13 -33 7 D 21 D 46 D 100 A 80 B 100 A

a. AN R FRAE Y AR TEPEFRER A 9 =90%) B (70% ~90%) .C Z%(50% ~70%) D Z&( <50%) .

M1 1 Al 7R B E o 10 mg « LA, H
AL G 4 %P B R e 3 S AR AN ZE A i R
KEHBONTE, HA 1 ARE] A g it B AR
SEMHIHIERAT 11 AR A 90 ZERT VR EE R 100 mg
L7'AF, HARE A 4 X8I B e 4 N A AR N 2E
RIIIHER FE R R 28 o T fd, L HA 1T A~k %] A
G MARLEL AR AN ZE A4 i 2234938 8 T 100% . )\
SARSKETE , HFRALE Y 4 X B i MR 025 i 40 1
FHE T8I B 3 B S AR RZE I E A

MAIRRE R LB YRR RIS FE 2 ,4-
TSGR B ARG Y 4a de T 4F X RLE G AR FI
ZE 1100 ) B G b A ) B b B T L X
A2, 4 GURIT B 5| AN BR BE 0GP — 2 1Y
P L X LR BRI 32 2 (R 175 T 00N A5 A 5

4 it

AR it 2 B3 - T -5 SRl Bk -6 -4 i Kk 4 -
WEL I JREE SV 5 77 S SRR T S L i 26 17 9 A 295 g
HeT -2 BHEMIE I (4,34 [1,3 [ WEGERTA Y. xR
¥ ( Barnyard grass, BT M- Z2ED) | BF 5 42 ( Brookside
astilbe , BT -2 ) 8 JIN( Cucumber , XM Z2 L)
FEE N ( Radish , B2 L) 55 B 06 P40 A0 0 A 45
R YRR 3 10 mg  L™UAIT00 mg
L', BARfe &9 4a.de F1 4f 35 54 1 5 (0 bR 5
T 1, Xk B I R R R M R A B T
100% , AIVE A 2555 AL S kAT ot — L1l Ak.
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The Synthesis and Herbicidal Activity of
Novel 2-Arylmino-Pyrido [4,3-4 ] [1,3 ] Oxazine Derivatives

WU Lianlian', LI Zhigiang' ,ZHU Yongmei', WANG Tao'" ,LUO Jin"*
(1. Jiangxi Province Key Laboratory of Chemical Biology, College of Chemistry and Chemical Engineering, Jiangxi Normal University,

Nanchang Jiangxi 330022, China; 2. Analytical and Testing Center, Jiangxi Normal University , Nanchang Jiangxi 330022, China)

Abstract: Nine novel 2-arylmino—7 -ethylthiopyrido [4,3-d] [1,3]oxazine derivatives have been designed and syn—

thesized using 2-methyl-3 -acetyl-5-cyan-6-ethylthio4 -amino—pyridine as starting material. Their structures are clear—
ly confirmed by FTAR,'H NMR, HRMS and X=ay single crystal diffraction. All synthesized compounds are

screened for herbicidal activities against monocotyledonous plant and dicotyledonous plant. The results indicate that

the target compounds show 100% inhibition rate to the growth of roots and stems of barnyard grass ( monocotyledon—

ous plant) at the concentration of 100 mg * L',

Key words: pyrido [4,3-d] [1,3 Joxazine derivatives; synthesis; herbicidal activities; inhibition activities
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