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BRE G E R MBS . [45R) 4&'H NMR.MS Rt R 4H il I &8 T 15 A F B 5-(4, 6-  FF 48 56 ms g -2-
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Abstract: [Objective] The purpose of the study was to synthesize novel compounds with herbicidal
and fungicidal activities. [Method]) Fifteen novel 5-(4, 6-dimethoxypyrimidin-2-yl)-1-substituted-3, 5-di-
hydrobenzo[ e ][ 1,4 Joxazepin-2 (1H)-one derivative compounds were synthesized using 2-(2-nitrophenyl)
acetonitrile as starting material through five steps., including condensation,oxidation,reduction,cyclization
and substitution reactions. All synthesized compounds were confirmed by 'H NMR, MS and elemental a-
nalysis techniques. The herbicidal and fungicidal activities of the new compounds were determined. [Re-
sult] Fifteen novel 5-(4, 6-dimethoxypyrimidin-2-yl)-1-substituted-3, 5-dihydrobenzo[ e][ 1, 4] oxazepin-
2(1H)-one derivative compounds were synthesized. Preliminary biological activity test showed that target
compounds 5,6a,6b,6c,6m and 6n exhibited 30% —40% herbicidal activities against Brassica juncea ,Am-

aranthus retro flexus and Chenopodium serotinum L. at 450 g/hm?*,while target compounds 6¢c,6h and 6m
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exhibited more than 30% fungicidal activities against Sphaerotheca fuliginea at 200 mg/L. [Conclusion]

The compounds synthesized in this study had good potential and should be further studied.

Key words: 4 ,6-dimethoxypyrimidine;[ 1,4 Joxazepin one;herbicidal activity;fungicidal activity

ZBEFR R A5 I AT AS) 410 1 70 22 4k 27 25 ¥ 1)
AN TR AT LA 43 Ay it e JOR S | Bk Mg 2 L ok e mik
B RemE e K A R S AF 4 K, L B R B AT
3 T 2 T R A B ) A 0 P B AE ) S
R LR (AR 52 AR A T3 &) AR A
T35 B R A BT H oo g K A% R 2 B R
HA WS JHEM10~70 g/hm?) R EjE 7F
TR AR B R X AR A D Y R AR W) A AR
ST AR TR R 32 A R ek U | Rk
PATiR w k F 0 kS 5 SR A Ak SRR, H
4 6 AR I R 92 I A R ) T M 2 R
JC. HI TR SEBR A R EA & 2 R S i
FLA 25 K 167 B AR b RS (A RE L T LA A 20 4R 90
AR AR LK i 7R s I K A R 28 ok R ) A O R — LB
Az K, BAE 1991 4F, Anerson 451 gk 4t
LA ORI ORI 3 5 4. 6- H S mE g kit
Bk G B A R, A &R LD
(1, 3 W& R i 45 44 5T 1 Ak & W A T 32 1 A W) s
PE T HPURE G R R WARE " . AR5
FESCER11-12 /i g8 6aE 1 BBl T — 28 i)

5-(4,6-— H AR FE mg g -2-38)-1-Ju -3, 5- & AR JF
Lel[ 1,48 A e mi-2 (LHD-ERZEAL S . % H 45+ ik
77 R AR 3% CH NMR) | 3% (MS) #l o6 % 4
B IE X He A= M 76 M AT T B 9T . DA A i AR 5 R
FAH R e it =%

I e RS R

1 2& 5k 7
{X#% : Electrothermal %545 &4, I T4 5000
FE TR BETE AR AL IE , K HETH B AR B A PR ) 2R 7
Mercury-PLUS 400 4% @ 3t 9z 4%, i F'H NMR
Mg, TMS N bR, CDCly i i), & B Agilent 24
Al A7 s Tracems-2000 B A%, FF MS il % , € [
Finnigan 2 & 42 7% ; Vario EL [ CHNSO Jt. & /-
3 FHF IR T . 18 Elementar 24w 477,
KR BRI N GFas, 60 1Y, 35 8 4L

T AR BRI R R AR 2% [ ek kR,
FHHT 28 AL B

1.2 &KL
Hirtb &6 s i 1 s,

1.1

NO,
DMSP m- CPBA Zn/CaCl
NaH/DMF CHCl EtOH/H O
A A \ A O~ A
eI &2 &3 &9 4
Compound 1 Compound 2 Compound 3 Compound 4
O N
CICH,COCI J N L 7 1;1 o= 'S’_</ A\
K,CO./DMF \N\ Ny NaH/DMF _ N -R DMSP = />N
N
—0 O\/& ~0 0\/& (@)=
o) O
Histb &5 H#r b &4 6a~6n

Target compound 5

Target compound 6a—6b

6a.R=—CH,Ph(3-CH,):6b.R=—CH,Ph(3,5-2F);6¢.R=—CH,Ph(2,4-2F):6d.R=—CH,Ph;6e.R=—CH,Ph(2-CH.,);
6f. R=—CH,Ph(4-B):6g. R=—CH,Ph(2-Cl);6h.R=—CH,Ph(4-Cl);6i.R=—CH,C H=CH,:6j R=—CH,Ph(3-F):
6k.R=—CH,Ph(4-F);61.R=—CH,Ph(2-F,4-B,):6m.R=—C H,-n:6n.R=—CH,COOC,H,-Bu

Bl 1 5-(4,6- 7 14 B M 0E-2-H) - 1-BUAR-3. 6- AR I [e][ 1,4 T4 A St Hi-
21D -BR 284k & W B 1 2
Fig. 1 Synthetic route of 5-(4,6-dimethoxypyrimidin-2-yl)-1-substituted-3,5-

dihydrobenzo[ e[ 1,4 ] oxazepin-2(1H)-one derivatives



5 10 4

ZEICHE L AF MY 4, 6- T S IR W E S AL W Y 5 B AR 3 M T 5 159

1.3 HEE2-(4,6- —HEREME-2-E)2-C-HE
EEOZBWEYW OHNER
Z W SCRRL 13/ 7 ¥k - 16 250 mL =SB
SR 2-C2-RE AR E) O FE (k&9 1)8.0 g
(0.049 moD) , N, N-Z H S Bt % 150 mL, KiE
Syt A G AL 8 (NaH) 2. 96 g (0. 074 mol),0 C
TR 1.5 hJ5 A 4, 6-— FF 48 k-2 B ffl ok ik mis
g (DMSP) 10. 77 g (0. 049 mol) , F & IF 14 H 1
80~90 ‘CR I 12 h J5 . ¥ I W 5% A 400 mL Z&1H
A HARER 30k 10 %0 B 3 B8 B S B 2 R
CBRAERL 3 WK, BRI 150 mL, 88 J5 A 500 mL 2818 7K
e G I AP JC K B R B T4 L Bl DB W R B
BRI . DAmE S M OFRIREI R 15+ 1
TR A WA TR W BE AT 2 AT 15 9. 74 g th &) 2.
1.4 HEFEUd.ccZHaEEBRE2E CHEXR
BOBRMmMLEY HHEK
TE 100 mL FREEIR . 3B AL GE® 2 3.0 g
(0. 01 moD) G4 f 20 mlL [ 541 8 H i (m-CPBA)
2.88 g (0.015 moD) , # ¥k ST W 6 h JiF o A BT it 434X
10 % By R AL T 8 mL. 4R S iR HE 1 h, ¥
BN A 80 mL G5, H i 4 Bk 524 (R R
VW 30 mL A ER7K 100 mL 43 I ZEHL 2 R, & 9T
AHLAR S TG K B B2 B 1 4% il B 8 s B 2 0 R A5 R
e CNEEAS A, THRIS1.98 g (B 3.
1.5 HEEC-aEEXE) U4, 6-—HIERERE-2-
BRBEWEY HOHER
Z HRSCHR[14-15 109 77 % 78 100 mL B LS
A AL A 3 0.83 g (2. 87 mmol) , FE#
1.86 g (28.6 mmol) 54 fk45 0. 32 g (2.9 mmoD) #
20 mL Z .5 mL ZEIEK, MG 5 h J5, & #H
FESE 208,10 mIL #R 2 BV IR UF 0 BR 25 % R A5
FL i o DAl | 2l B A P e R AR L 5 s 2
2 (IR A T W R U W ik IS A 2 AT 15 0. 65 g b &
Y4,
1.6 BHREKEDHER
1.6.1 BARLEH S ZMICHRL16-17 1077 78
10 mL Ay FSUR T 23 5 AALA ) 4 0,05 g (0. 19
mmol) \N, N-Z H EL I B i (DME) 3 mL, Jo/K ik iR
B 0.03 g (0.2 mmoD), JKIE T i fin 5 L WEA 0. 028
g (0.2 mmoD) ., Y5 ML vKiE, HEHFE 3 h,
g 0 OB CFRZER 3 WL B:IR 50 mL, & IF A AL
AH S TR B IR B T 4%, il U8 s V80 B 25 8 ) A5 R
LAk SN ER AR L 8 ¢ 1 (W IR A I N U R
W AT E 745 0,09 g B W) 5.

1.6.2 B A& 4 6a~6n S MESCHRL18]AHY )7
A 25 mL BEU T, R m A Btk & 5
1 mmol | N, N- Ff J% I B i 10 mL, S AL 1. 2
mmol, % [N 0.5 h J5 I AAH R 19 1R 415 1.1
mmol , 4% 2 H R 1 P 2 58 BT 8 RN TR A
200 mL ZE 18K, FH £ R £ TR 50 mL ZEHL, A 3
WA TR P, JCK B R EE T 1% . 4l I8 9T Bk 25 0
P ALEY . A EE S A AR 10 1 RS
VAW A U O YL i JE AT 2 A A5 B AH N Y H AR LS
6a~6n. AN 766 ~950 .

1.7 BRULEDREMEES T

Z:JSCHERC19 TRy J7 125, 43 53] DA AR 56 1) 0 Tk T 15
E by I R 305 P R 400 T 0 P a6 10 %o BRI E H A Ak
B 5 R 6a~6n YR B 1 S T T L R TR
51 T3 AR 25 B oL WAL T B AT
L7.1 meEFkea g (D &G, HH
KAFFRIC0. 01 g Fill H AR A5 % o R A i ok 5
AP ECH 5. 000 MV R TR B A3 80 0. 106 ik 1i-80
FLAE ) ) 7K VTR B B 450 g/hm® X Ry B9 ) A
M.

(2) FEFRAR Y I . 0 38 I A HE B M 0
B (Echinochloa crusgalli) .5 ¥ (Digitaria san-
guinalis) K3 K (Poa annua Linn. ) 3% 3% (Bras-
sica juncea )\ JX K W (Amaranthus retro flexus) Fl
/NBE (Chenopodium serotinum L. ),

(3) W vk . Bl A B A e B X
SS9 em W ZE R, TR E R,
TP T I R B B 1~2 I, 007 I e B K 3 L
ST T A Bl 55 2 B W ] A A i 2 R L B A W
2 W X A PR S FRE 4~5 hofFr A B2
W5 B Al N B IR . A RS A AR K1
Bl E I sk sz FAEAR . 2 T2y Je 15~20 d H
D540 7 R e

(4) BRECTEPEFIWT . B DL P A 24 500 % 4l bk 25
AR IR 0 ) K AR R IE | AR R S Y 25 5
FEEE . WUAR 6 A% 9% . 0~10% Jhy JC bR 736 1
1026 ~30 Y6 A 1 VEAR X A8 4 A (K RS AT 5260 5 40 06 ~
50 %0 Ay 1 P BEAR XA ) AR A BT R e 5 60 00 ~
70 Y6 A T M R AR 0 2B K 580 00 ~90 V0 Ay i M
U, P A AR P A K 5 100 26 R i MR AR . 32 M AR o8
AT,

L7.2 4p@dkeale (D FEab&, M
KAFFREL 0. 01 g fi U H s AL & 95 LA B DMSO
VA T 2R 1R K BE 1 B 200 mg/ L BO¥E A8
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(2) FEARA R IEHE . 1250 3 O FE AR 1 o IR %
3% 5% B TR W00 85 )N 75 2598 18 ( Pseudo peronos pora
cubensis) . ¥ JX H ¥ J7 1 (Sphaerotheca fuligi-
nea) i JN K B 9% 7 (Botrytis cinerea ) Fl K F5 80 4k
Wi i (Rhizoctonia solani) .

(3) Ik, e N5 2 2 i J kil
At O AR 2 W R . o 2 v |t
39 (R 2 A ) R A SR R BT L 1 55 Ak B
JG HARIE T, 2 24 b J5 B BORT 6 BTN 20
M, JHBZE W 10 °C 2247 Z8 AR /K T 1 g 75 T 46 -
P, 0 B N (2~3) X 10° mL ' (73 T B TR .
PRI 2 28 JE ) 0.1 MPa) 15 8 JRE b 24515 5%
FERD RS 00 Ub B N A L DR AR X
100% , iR 15~20 “C,24 h J5 R IRE N 15~
24 °C AR 90 60 A AR IR B K .5 d R IS X
W 1 D0 HE AT 23 G AL #2051 18 B0 SRR
QIR A . B 2 R L K
— B BN W55 AL BS BT 24 he HRUK G AR
B I b R A T XUZ 2 A ik g A T
B 10 mL A A BB TR WS R . RN S
A B AR SRR B B AE IR (21~23 “CH = N AT
JE R IR 7T~8 d B as Bk B A 1 DL 2R AT 20 S
PE A TR R BOT BB AL O B K B T8 1 TR
WG SRR S L R 2 R HO R B3
AR B WSS IR T R B E UF T A B
22~26 CHEGCAE 24 h 5 IRE ASROE KR R4 4
d. Fexf PR SE 5 K0 Ja » I B - RO 55 > 2 b
e BE BLAR L THBR B AL . D 7K A SR B 4 T IR
VEHE 2 R L) R A SO F R B TCR L 1 2 0]
FTE.KEEEAEZN —mEMN TR L.
22~26 CHROEIRIE 24 h )5 KE A RO IR 2 4
do e xd BEFE 0 A I s P B s RO e g A4 i
908 B ELAR AR B AL

Xof R AR A 1R 0 T AT 0 90 A I o bR E 2
MR 245 T 1) 245 50380 56 o J0) ) T 5 L 19 8 B0 5
Bid. HHEITEWMT

I 1 18 E = 20 (2% G I 50 <R X SR X
100/ CEVMHE0 X9,

B 25 (0 ) = O B 1 48 25— A 3995 1 46 850 /
X R 17 45 £ <100

2 g 550

2.1 HUEW2~1HERK
TE AR 2-(4, 6-— H1 480 3k ms g -2-3E ) -2- (2-fif

FIRFD O kA9 2 B A R FORH R
BF Ry BAE 22 4 M B e R S A B B AE VKIA R S it
T o B B IO 458 i £E 80~ 90 °C . 5 J 3 Ik A )
TR AT WA G A @ . a2 h
P £ [ 44 0% . 66 0, i 4 : 87 ~89 “C (SCHik[13]:
88~89 “C),'H NMR (400 MHz,CDCl,) §:3. 84
(s,6H,2>XOCH;),5. 90 (s, 1H,PyHet-H),6. 47
(s,1H,CH),7.55~8.09 (m,4H,PhH),

DA TR] G U R A S A ) R R 5
A5 Hp R A (4, 6- AR SE R e -2- 30D (2R 3R R D)
HER & 3. AEW 2 5 %465 1Y) B i &
DLl 1.5 HE. (AW 3 IR H o, IR,
69 % M5 :166~168 ‘C (SCHR[13]:167~169 C).,
"H NMR (400 MHz, CDCl,) §:3. 87 (s,6H,2X
OCH,),6. 12 (s, 1H, PyHet-H),7. 27 ~8. 18 (m,
4H,PhH).

(2-FHL IR I (4, 6-— H 48 Fik g mg-2-3% ) I i
U O 2GRS H br Ak G 9 0 55 v a4,
FE I TRV R, FR T 3R A B 3 mT [R) R 40 ) A R
Ry B KL e PRl 22 O B & L 7 4 R R i ik
PR RN I BN ORI Tk L IR I E DL BE R
AAE TR AW il iR e B D R 7R IR KW 2
VW I sy B T AR Ak A 4. Hoh L AW
SVERRY AR R L O 1 10 ¢ 1, O 7R
IKEFLLE Ry 4 = 1. Ja Ab B, A 45 0%, I
52 G WA G i8I A S VR R EVE . B 4
by P [ A IR 88 %6 L 5 4. 85~87 “C.'H NMR
(400 MHz,CDCl;)8:3. 94(s,6H,2X OCH;) ,4. 60
(s,2H),5.84 (s, 1H,CH),5. 93 (s, 1H, PyHet-
H).6.71~7.35 (m,4H,PhH),

2.2 BHRKEDHER

£ DMF 1, DL K, CO; fEAFR A A 59 4 H5&
CTRGEAE 0 °C & F T R I 23 7k J5 nl 453 2] H br
&Y 5. WBEEVERTTE K, A T 5 AL IOR &
CBEAVITE O C R E . LA NaH fEZRR 7, H
P& 5 5 4% B R AL R 72 DME rp & I
12~24 h Al HIAFAH N B H AR & 4 6a~6n, Hrp,
HAr k&9 5 5 x4k 350 K NaH /)4 5 (1) & H LA
L 101 s 1.2 e, HERfb & W vl 2 f B A 2 by
srEaifh. RO RS WG Sk R A R AR
i o LA T AE A IR (76 %6 ~95%) .

Xt EARLA ) 5 Fl 6a~6n 43 H#E4T H NMR
MS 3 5E B o6 2 o0 5 8 Ay T4k k. 45 R
T
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5.1 @ [ AR, R 82%, mp: 138 ~ 140 C.,
"H NMR (400 MHz, CDCl;) 8:3. 96 (s, 6H, 2 X
OCH,) ,4.14~4.25(m,2H,COCH,),5. 89(s,1H,
CH).5.95(s,1H,PyHet-H) . 7. 20~7. 87 (m,4H,
PhH),10. 17 (s, 1H, NH). EI MS:m/z (%) 301
(M",6),288(21),270(100),260(23),228(24),
140(45),139(25), JLHRAHT{H:C. 59.87,H. 4. 96,
N. 13. 77338 4H :C. 59. 79, H. 5. 02,N. 13. 95; 4> F
#X:CHis N, O, ,

6a: [ @ [ {&, Y R 76%, mp: 92 ~ 94 C,
"H NMR (400 MHz,CDCl;)§:2. 29(s,3H,CH,),
3.89 (s, 6H, 2 X OCH;), 4. 28 ~ 4. 34 (m, 2H,
COCH,).4. 43 (s, 2H,CH,),5. 80 (s, 1H, CH),
5.84(s,1H,PyHet-H),6.89~7. 33(m,8H,PhH),
EI MS:m/z(%)406([M+1]",11),405 (M" ,45),
356(24),347(74),346(71),332(21),283(22),255
(22),229(17), 208 (43), 207 (29), 140 (34), 105
(100), JLZE4r#Hrf:C. 68. 16, H. 5. 48, N. 10. 05;
JF& . C. 68. 13, H. 5. 72, N. 10. 36; 4> ¥ =X
Cys Hy N O,

6b: [ {4 [ 44, W% 85% , mp: 137~ 139 C,
"H NMR (400 MHz, CDCl,) §: 3. 88 (s, 6H, 2 X
OCH,) ,4.27~4.33(m,2H,COCH,) ,4. 48(s,2H,
CH,),5.78(s, 1H,CH),5. 84 (s, 1H, PyHet-H) ,
6.64~7.38(m,7H, PhH), EI MS:m/z (%) 428
([M+17",3),427(M",7),369(11),368(10),356
(6),244(9),229(19),227(13),140(57),126(100) ,
TCESHIH:C. 62,06, H. 4. 43, N. 9. 64; 1554
C.61.82,H.4.48,N.9.83; 4+ F=:C,, H,FN, O, ,

6c: [ 8 [ A, It E 95%, mp: 114 ~ 116 C,
"H NMR (400 MHz, CDCl,) §: 3. 86 (s, 6H, 2 X
OCH,;) .4.24~4.31(m,2H,COCH,) ,4. 68(s,2H,
CH,),5.73(s, 1H,CH),5. 81 (s, 1H, PyHet-H),
6.69~7.39(m,7H, PhH), EI MS:m/z (%) 428
(IM+17",3), 427(M" ,7),369(11),229(11),197
(7),140 (23),126 (100), 72 (13), JCZE 4F Hr {4
C.61.73,H. 4. 37, N. 9. 70; i+ & {4. C. 61. 82,
H.4.48,N.9.83;4rF3:Cp, H, FN, O, ,

6d. ({4 & 44, e E 91%, mp: 131 ~133 C,
"H NMR (400 MHz, CDCL;) §: 3. 87 (s, 6H, 2 X
OCH,) ,4.30~4.33(m,2H,COCH,) ,4. 52(s,2H,
CH,),5.78(s, 1H,CH),5. 85 (s, 1H, PyHet-H),
7.12~7.32 (m,9H,PhH), EI MS:m/=(%) 392
([M+17",22),391(M",98),362(14),345(22),

334(44),333(100),332(97),318(29),256(19),229
(28),228(26),194(59),192(46),140(53),90(87),
JCE M HEE :C. 67. 34, H. 5. 33,N. 10. 565 31 & i :
C.67.51;H.5.41;N.10. 74; 50 F: C.. H, N, O, ,

Ge: [ [& A, k% 86%, mp: 140 ~ 142 C,
"H NMR (400 MHz,CDCl;)8:2. 19 (s, 3H,CH;),
3.89 (s, 6H, 2 X OCH;), 4. 35 ~ 4. 36 (m, 2H,
COCH,) ,4. 50 (s, 2H, CH,), 5. 84 (s, 1H, CH),
5.86(s,1H,PyHet-H),7.06~7. 33(m,8H,PhH),
EI MS: m/z (%) 406 ((M+17]".,19),405 (M",
86), 359 (21), 348 (27), 347 (90), 346 (100), 332
(31),256 (33), 229 (37),208(26), 140 (52), 104
(78), JLEMM{H:C.67.91,H.5.64,N.10.24; it
BAE. C. 68.13, H. 5. 72, N. 10. 36; 4 F =\
C»s HyisN; O,

6f. 1 o [# 4K, it % 90% . mp: 164 ~ 166 C.
"H NMR (400 MHz, CDCI;) §: 3. 87 (s, 6H, 2 X
OCH,) ,4.26~4.31(m.2H,COCH,) ,4. 58(s,2H,
CH,).5.70(s, 1H,CH),5. 83 (s, 1H, PyHet-H),
6.97~7.34 (m,8H,PhH), EI MS:m/z(%) 471
([M+17%,53),470(M*,8),413(74),412(78),
411(71),410(71),398(26),396(20),272(29),271
(23),229(30),228(33),170(75),168 (74), 141
(23),140(100),104 (23),90 (38), TLEA4rHrfH:
C. 56. 25, H. 4. 30, N. 8. 87; it & 4. C. 56. 18,
H.4.29.N.8.93;4r %3 :C., H, BrN; O,

6g. [ {4 & &, WeF 82% , mp: 130 ~132 C,
"H NMR (400 MHz, CDCIl,) §: 3. 89 (s, 6H, 2 X
OCH,) ,4.36~4.37(m,2H,COCH,) ,4. 62(s,2H,
CH,).5.85(s, 1H,CH),5. 87 (s, 1H, PyHet-H),
7.04~7.35 (m,8H,PhH), EI MS:m/z(%)427
(IM+2]",15),426 ([M+1]",8),425 (M",41),
369(60),368(33),367(24),366(42),332(58),270
(46),256 (24),230 (17),229(32), 228 (41), 227
(19),141(17), 140 (55), 139 (20), 124 (100) , 88
(27), JLES MM :C. 61.81,H. 4.67,N.9.67;if
BAf. C. 62. 05, H. 4. 73, N. 9. 87; 4> 7 =\
C,, H,, CIN; O, ,

6h. [ 0 [F &, e FE 76 %, mp: 157 ~ 159 C,
"H NMR (400 MHz, CDCL;) §: 3. 88 (s, 6H, 2 X
OCH,) ,4.24~4.30(m,2H,COCH,) ,4. 52(s,2H,
CH,).5.72(s, 1H,CH),5. 82 (s, 1H, PyHet-H),
7.03~7.32 (m,8H,PhH), EI MS.m/z(%)427
([M+2]",22),426 ((M+1]",11),425 (M",
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60),369(29),368(45),367(73),366(81),354(18),
352(20),230(11),229(27),228(38),227(23),141
(16),140(65), 139 (10), 126 (29), 124 (100), 88
(24), JEEA M :C. 62. 18, H. 4. 63.N. 9. 67; i}
BAH. C. 62. 05, H. 4. 73, N. 9. 87; 4» T =:
C,, H,, CIN, O, ,

6i: [ {4 [ 4, R 82% ., mp: 110 ~ 111 C,
"H NMR (400 MHz, CDCl,) §: 3. 89 (s, 6H, 2 X
OCH,),4. 14(d, J =8. 0 Hz,2H,CH,), 4. 18 ~
4.28 (m, 2H, COCH,), 5. 05 ~ 5. 07 (m, 2H,
=CH,),5.42~5.46(m,1H,=CH),5. 82(s,1H,
CH).5.89(s,1H,PyHet-H),7. 24 ~7. 42(m.,4H,
PhH), EI MS:m/=(%)342 ((M+1]",11),341
(M",48),312(15),284(45),283(60),282(41),
269(22),268(100),256(45),229(25),228(19),169
(21),144(62),143(27),140(28),130(41), TTE4r
Brf: C. 63. 51, H. 5. 48, N. 12. 25; i+ % {4 . C.
63.33,H.5.61,N.12.31; 4% :Cs Hy N, O, ,

6j: 1 [ A&, e * 92%, mp: 144 ~ 146 °C,
"H NMR (400 MHz, CDCl;) §: 3. 89 (s, 6H, 2 X
OCH,) ,4.30~4.33(m,2H,COCH,) ,4. 53(s,2H,
CH,).5.80 (s, 1H,CH),5. 84 (s, 1H, PyHet-H),
6.91~7.35(m,8H,PhH), EI MS:m/z(%) 410
(IM+1]",11),409(M",59),380(13),363(8),
352(25),351(65),350(58),338(23),229(21),228
(17),212(25),211(21), 198 (10), 140 (63), 109
(100),82(22), JLHR4HT{H:C. 64. 46, H. 4. 76, N.
10.18; 314 {f . C. 64. 54, H. 4. 92, N. 10. 26; 4% T
K :Cy Hy FNL O,

6k [ [ K, It ®R 85%, mp: 160 ~ 162 C,
"H NMR (400 MHz, CDCl,) §: 3. 88 (s, 6H, 2 X
OCH,;) .4.26~4.30(m,2H,COCH,) ,4. 58(s,2H,
CH,),5.71(s, 1H,CH),5. 83 (s, 1H, PyHet-H) ,
6.90~7.26 (m,8H,PhH), EI MS:m/z(%)410
((M+17%,5),409(M*,25),352(14),351 (41),
350 (41),228(15),212(19),140(39),109(100),82
(15), JEZE4rHrfh :C. 64. 43, H. 4. 83,N. 10. 12; i}
BAH . C. 64, 54, H. 4. 92, N. 10. 26; 4r ¥ =X:
C»,H, FN; O, ,

61 [ 5 [H 4, ik 2 83% ., mp: 177 ~ 179 C,
"H NMR (400 MHz, CDCl;) §: 3. 86 (s, 6H, 2 X
OCH,;) .4.24~4.31(m,2H,COCH,) ,4. 68(s,2H,
CH,),5.73(s, 1H,CH),5. 81 (s, 1H, PyHet-H),
7.07~7.39 (m,7H,PhH), EI MS:m/z(%) 489

((M4+17",39),487([M-1]",37),431(40),430
(47),429 (45), 428 (40), 229 (28), 228 (26), 188
(85),186 (89),141(20),140(100),124(23),107
(44),106(33), LR #Hi{E . C. 54. 31, H. 3. 83, N.
8.55; 38 fH: C. 54. 11, H. 3. 92,N. 8. 61; 4> F L
C,, H;s BrN; O, ,

6m: [ {0 [H 4, IR 80% , mp: 113 ~115 C,
"H NMR (400 MHz,CDCl;)8:0. 81(t, ] =4.0 Hz,
3H,CH,),1.18~1.20(m,2H,CH,CH,),3. 55~
3.57(m,2H,CH,CH,CH,),3. 72~3. 74 (m, 2H,
NCH,).3. 91(s,6H,2X OCH;),3. 94 ~4. 22 (m,
2H,COCH,),5. 81 (s, 1H,CH),5. 92(s, 1H, Py~
Het-H),7. 21 ~7. 44 (m,8H,PhH). EI MS.m/z
(%)357(M",9),328(19),271(22),256(100),243
(26),228(19),156(32),129(20),116(27), TCE4r
Brfi: C. 63. 87, H. 6. 38, N. 11. 41; i} % {&: C.
63.85,H.6.49,N. 11. 76 ;4> F = : C1o Hys N, O, ,

6n; [ @ FE K, g FR 77%, mp: 118 ~ 120 C,
"H NMR (400 MHz, CDCl;) §: 1. 45 (s, 9H, 3 X
CH;).3.82~3.84(m,2H.COCH,0),3. 92(s,6H,
2X OCH;),4. 27(s,2H,COCH,N), 5. 90 (s, 1H,
CH).5.92(s,1H,PyHet-H),7. 16 ~7. 42(m,4H,
PhH), EI MS:m/=(%)415(M",9),359(12),257
(19),256 (100), 243 (25), 227 (19), 156 (40) , 140
(25),116(25),56(76), JLE 4 Hr{E:C. 60. 59, H.
5.94, N. 10. 02; i+ % . C. 60. 71, H. 6. 07,
N.10. 11; 4+ F5: Co Ha N O5
2.3 BREUEYHEYEESN
2.3.1 BmEZE HIMLEW 5 K 6a~6n X IR
TP R L B LR (TSR L SRRSO R /NEE (1 B B
WML R M E 1 s, R L TUEE,
450 g/hm* MFRIEFZM T Birfb &4 5 & 6a~6c
XFIT A — WA VR R Rk 3000 ~ 4024,
EEY 6m Fl 6n XFIF3 AL IE S /INBE A —E 1)
R 5l 30 %0 ~40%
2.3.2 MEEM TR W E R 200 mg/L
B HARfL & 5 o 6a~6n X887 5 % R 75 55 0
R B TC R TR B TP 53 3 1 R 7K e 80 Ak s TR 114
MG PEMR S R E 2 s, mE 2 ATLAEH,
KA B ARACA W X5 8 I A P 4 R B — 2 1Y
RS P Herp 6e.6h R 6m X BTN F OB TR B 0
HIZRAE 30%0 LA b, A Ab, 6a X i I 75 55 0% 14 L 6k X
BN B TR A 2 I M — 2 B 00 9 A L R 23R 00
A 23. 3% 20. 6%,
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F1 BAHRLEWS5 W 6a~6n WEREFME
Table 1 Herbicidal activities of 5 and 6a—6n %
P - — A% T CEEs TR REE MR
Compound FE/(g s hm?) Ec'lzzno<’/zlga nglt_a ria Pou(annua B.ras.\'zca A7)1ai‘qnzhus (/hen(_)poa’zum
crusgalli sanguinalis Linn. Jjuncea retro flexus serotinum L.
5 450 0 0 0 40 0 40
6a 450 0 0 0 40 0 0
6b 450 0 0 0 40 0 0
6¢ 450 0 0 0 30 0 0
6d 450 0 0 0 0 0 0
6e 450 0 0 0 0 0 0
6f 450 0 0 0 0 0 0
6g 450 0 0 0 0 0 0
6h 450 0 0 0 0 0 0
61 450 0 0 0 0 0 0
6] 450 0 0 0 0 0 0
6k 450 0 0 0 0 0 0
61 450 0 0 0 0 0 0
6m 450 0 0 0 30 30 30
6n 450 0 0 0 40 40 40
4% 2 H| Bispyribac-sodium 22.5 95 85 90 ND 95 90
1 ND. AR BEAT I, 3% 2 7]
Note:ND indicates not determined, the same for table 2.
F2 BiHLEYS5H 6a~6n WINEFHE
Table 2 Fungicidal activities of 5 and 6a— 6n
oy 1Mk %/ % Inhibition rate
o TR SR R TR A KRS
Pseudoperonospora cubensis — Sphaerotheca fuliginea Botrytis cinerea Rhizoctonia solani
B) 0 22.2 0 0
6a 23.3 0 0 0
6b 0 0 0 0
6c 0 40. 6 0 0
6d 0 15.4 0 0
6e 0 18.3 0 0
6f 0 0 0 0
6g 0 23.3 0 0
6h 0 30.5 0 0
61 0 28.4 0 0
6] 0 25.8 8.6 0
6k 0 0 20. 6 0
61 0 5.1 0 0
6m 0 30. 4 0 0
6n 0 0 0 0
fitk 7 i Kresoxim-methyl 100 100 ND ND

3 ZeSihe

AW LL 2-C2-fif FL 2R 3 L0 M RRE, 280 45
B VAL GBI L B BRSO A T 15 A R L
fRAE Y 5-C4, 6- A g g -2- ) - 1- U fR-3, 5- =
ALl 14 JR AR -2 HD -2k 4k &9 . I %t
AW 53 AT T bR RS A IS R . A
TR IR 45 S R WL 7E 450 g/hm® 1950 & 5040 F . T
FENER T (A 7/ ORI AN R B S b R I Y
M ARG 5 Fl 6a~6¢ XIF3ELL Kb & %) 6m,

6n XI5 SR LA/ NEEHR S 7t — s 4 AR
(30%0~4020) . UL HARL S WX A2 I 2R RO A
715 H B3 T P X T SR A O A I I 2 R I
— E MIBR TG R o AN 45 R R W L AR BRI i 2
BARYBEFE R B AR AL W S Al B0E B AT R — 2B 0F
FERIBE . B0 PSR R L R 2 B AR e S B R
TR T B TR o T B 2T 0 T 3R B
T — S B R 2 AR W) 6e. 6h AT 6m
X TCEUR 0 T B ) R AE 3000 LA B X — 25 2R
R TR RIFLeJL1 4 TR R A 5L B i 3 1Y
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BB 4, 6- — H SRR MR BE X SR R BT A AL S A
PRI AT RO B OR R AT T B S 5 . AR

5 4

R L A R R I 2% R R R B R R R 9 B

R FE TAE b A58 BT 15 19 4k & 1 46 4 A ik
— B I 25 8] 6 R B H bR A Yy AT 45 i
Je R — 2T E AL
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