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MEFEW-2-ESHEXERGENRLEINRENA

BRARGUE
[0001] AP Je— Pl &4, FARED e — b Y S 57t WA M — 2k 07 S 2 R S 2 e 3 A
SR ILN

BEEEA

[0002]  J5 S KA IR (APP) RATAMINE AR AR Z BB w70, R A = 20 K5 = ik
PR AT IR B AT S50 0, B BT DR, JLF 9T 46 52 07 o ISR BR H R R R AR B
TR AR A (ACCase) , BH W HE A% 4k P9 T8 107 R 4 25 15, AN T A R D 328 3 P B B R AR
FR 3, MNITNS FE ARV T RS

[0003]  JE ¥, b 2AL A P HIR I B A B B A3 PR 28 o PE19914E , IR A FIF R T 28
— AN F /N3 FH B APPZR I B 7 —— R B , 5, 30 A 7 R e [ A T s AT 5 o s 82
H T PR T 2K R FE Y APPIS B 71— — S B (P1) AWM ok B iz (P2) o B 78 R BI, 24 2K
SR T g AR B A S A A N P R 42 R o AR R SRAPPR R BL A R, Gtk 2K R
(P3) AR MR
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N 9 N
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P1 P2 P3
[0005] Dy Agi 1k B s AL 510 i W RS DU S S I 51 57 R S e IR 4 i o, et
I B FR AR W SCHRARE 0 DY S 5 P b —2— 2k 57 S R R A R e SR AL & ), R R A
w2 R EE

RAAE
[0006] 7Y BHAR A 1 — Foft DY S S M W — 2 3k 7 S 3 4 SR e B W 10 5 ) S L e b A, G
FAAIEAE T, HA 2 S5 T e T o -

o R o R*
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wrn L LY L T T
L0007 x“>o R'r2 X3 N o Rr2 X3
R® R®
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[0008]  Z A, R \R: R R S B~ Cait 3L BC1 ~ o AR5 AT — o XA 2L
B XXX X X0 A R G A = 5 R R A R 3 P A R
[0009]  Efiigh 91k & (TBRTD) (A9 52 SCPR, BT AR B AN s WO A LI 2 I E L Al
R FHAREE

[0010] ek« 5 B B SO et

[0011] G fRbR e « F BB S BRI , X S b 1 S5 50 B 4 At ot LA
[0012] 7R WIHA A& W7 LA — Fia 2 i S 0 0 T A7 A2 S A B e e S 1 Ll
S SR JUAT SR o A R I (L TD) B AL A0, B AR T e g A
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A T] B B R T T S A SR R A (93 T AR RIS SR AR AN [ (R AL ), A BH AL B R 2 S5 44 4k
ANSHL AR LA S EA MR L BRI &0
[0013] e i) 7 S rb, BTk 1Y) DY S5 A R~ 2 - 3 7 S 2 R SR A e B AL 5 P 11 L AR 4l

XN
0 0
ChF o\l)LN FaCu O oj)kN
» »
N0 N 0
1 . 2
[0014] 2

9] ()
NC F (o) i Cl Na 0 N
1sdensoviacelenase
59 3 3 4 :
[0015] A AHIEPE K BT i 1 VY &0 S s bk — 2 — 35 57 4 3t 4 A 3k e S e A, & |0 o BV ke
fE5 v/ m HE N EA B E R EENE.

[0016] AR BHIEMLA 0 T IT) A& BB R U1 24 55 va Ve B, fEARAK A 57 & R mt vl
PLSRIS IR I ) R0 5L .

[0017]  ARKIHIPEMER X T 1D &Y, BB EYE S B o &9 BB IR T A YiG
M R R AE RN [ 2 A A A AR Ze B 5 VR T TH 2R I H VS T X F BT IAR ) A4 AR L

AR T 1 -
[0018]  RACKE & H: B BREL R o R R R AR A A AR T BRE  EAR
HyHes RA L,

[0019] i J% e« T JRR « SR 28 L Je 3% A8 L ISk 0 S b D %

[0020]  Fupufefi FAC R B 3 (TERIT) A5 W0, 42 il A B e A R e A TR AT BL S oA
HEA 2 o R A P 5 3K e A WA S ) A A ok B

(00211 A B3P 2 Ffr i P9 DU S 57 e A — 2 7 S 2 2 SR ik e O i 5 AR P B 7 v
PRI o

[0022] AR5 W1 I (1 DU 20 e A — 2 5 57 S 2 2 R B e ik AL & W) 5 KL 2 45 1)
F TR, 5 DA A

= JENSL) S

[0023] "~ i &5 £ FLAR St , 35— 25 1) B A T Y o 3K 4 S ot A1) o 98 D A0 15 A AR 25 1
11132 FH T PR A B R RGPV B o AE DR 32 T AR BC SR N 2 A AR 51 7]
LK A i B AT 2% b LB BRAB T, X 855 20088 A AT U ] A5 N A B BOM 2B SR A5 e BR € Y
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o 0
ClﬁF N O\I)'LOH ClﬁF/@O]/U\OH
N“F HO/C N0
0 0
SOCl, CI\H\/TF /@’ o\l)km mH C'HF /@/o\l)\m
N o N> o

[0026]  N,N-—HIJEH % (40mL) « (R) -2- (4-F2IEZK5) NER (0.02mol, 3. 64g) , ik FR 7
(0.02mo1,2.76g) ,75°C F#Hi+:0.5h /5, FF I SFE AR IRHH , 4k B4 FE0 . 5ho A8 N2, 3-
-5 FMLE (0.02mol,3.00g) M MTEEE f5 , IR MR FELERFT5°C, 12ho A7 1Nk, W 21 2
R K PSRRI 100mL UK K H, # ER R A 15 pH 4-5, 198, /DB 00K P =, 23T
e, 15 (R) —2-[4- B9 -5 F ML IE 2% %) KA L] IR 1 F[El4£3 . 86, 77 %62.0% .

[0027]  HH€40mL, (R) —2-[4- (3-#-5-G ML rE—2-4 1) KA L] N (3. 3mmol,1.04g) , Il
AF100mL I 5 VR, BEREE AR I, TN SALEHR (20mmol , 2. 24g) , [BI¥E S Ni4h, ok & 28
T, 152 R) —2-[4- G- -5- T e -2 J8) R AL ] I S0 iR , o 75 4 s ik,
HEHT T RN,

[0028] ] ik (R) —2-[4— (39 —5—FMLIE -2 5 0%) R UL ] N IR S0 B Y I — &(H
it (40mL) , DY Mk (0.44g,3.30mmol) ,4- —HI & JEMLIE (0.02g,0. 17mmol) , K¥E T HiiHt:
15mine IEMMA = % (1.37mL, 10mmol) , i I 58 J , 4k S g+ 10408, SR R4 250K, 1k
HERREF 2 ER, b ah 515 18 N, K s SR BN 150mLK /K HR 50 fe ZE L (40mLa*
3) » B HEEEUH , 4 J5 H50mL R AR R SN IA TUBE A I, 100mL 7K B =%, B8 A HLAE TG /K i
FRAAT 1%, Dok & 25 B — SR bt , A JRAE JZ AT 20 S At Ab 7 i, BB R (Ve Vemrme=3: 1) , 19
(R) —VU S R mph—2—-FE-2- [4- (5 -3 ML g 25 58) RS 5] AR (1) 3% iR v 4
0.22g,77%15.6% ;'H NMR (CDC13,400MHz) 6:1.67 (d,]=6.8Hz,3H,CHCHs) ,2.73~2.94 (m,
2H,NCHzCH2Ph) , 3.64~3.99 (m, 2H,NCH2CHzPh) ,4.66~4.96 (m, 2H,NCHzPh) ,5.01 (q,J=
6.8Hz, 1H,CHCHs) ,6.91~7.20 (m,8H,PhH) ,7.48 (dd,J=8.8Hz,2.0Hz, 1H,Py-H) ,7.85(d, ]
=2.0Hz, 1H,Py-H) ; '*C NMR (CDC13,100MHz) 8:17.87,29.52,44.98,46.82,74.91,115.77,
122.39,124.82,125.00,126.51,128.38,128.96,132.72,133.73,140.13,145.63,146.93,
148.27,151.19,154.61,170.03.

[0029]  sjitafs2: (R) —PUS S mdEmk—2—JE-2— [4- (3-5—5— =i H Bkt ng —2— %A Jik) R4 2t ]
PR (2) 1 1) %

[0025]

SOCl,

o] 0O
F4Cr_ Ol
e TG, Oy
HO B N o

0 mH 0
FaCC! o & FaC o~ Cl o) N
CLO T == T OO
[0031]  (R) —2- (4-FRFELRSASL) HFR (3.00g) ,DMF (35ml) , 212 I AK2CO0s3 (4.55¢) , FHid &
70~80°C, it ¥k 1h, B IIN2, 3— & ~5—— % F JEMLnE (3.56¢g) , (RFFT0~80°C it F:8h, 1=
1B, AR AR = BIRA W EIA VKK (100mL) H, f# F#G EEER S5 pH 4~5, FH AR

[0030]
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CEEZERL, A UMK, T8, BiiEfS (R) —2-[4- (- =4 FF B3-St e —2- ) KA ] A
FR AR BB ARS . 03g, P2 5884, 4% .

[0032]  (R) -2-[4- (65— =g H H—-3-GML iE 2% Jk) R4 L] R (3. 3mmol,1.08g) ,iF T
FA R (35mL) H, i iNSOC12 (20mmol, 2. 24g) , InFA[mli , ;e Sidh, Bl i 15 R) —2-[4- (5- =5
Fe-3-F Mg -2 0L KA AR EEH T~ —2.

[0033]  PRfREESA T & H b (35mL) H, I N A [E) 441, 2,3, 4- DU & S5k (0. 44g) M fi
1b B DMAP, T 16 RE 2218 N = 2 (1.37mL, 10mmol) , $i ¥ S N 5h o [ M. 58 i W4 T & 4
FFH VKK (100mL) H, A &0 bt (80mL*2) REHL, B HLAH/KBE , T4, Biis - &4 Z 4t
A5 At AR (R) - DU & SR -2 2 -2 [4- (3-& -5~ =5 FF ARt e -2 50 28) 2R 402 ] T
(2)0.66g,m.p.47~48°C,*#41.90% .'H NMR:61.67 (d,J=6.8Hz,3H,CHCHs) ,2.73-2.94
(m,2H,CH2CHz) ,3.64-4.01 (m,2H,CHz) ,4.66-4.97 (m,2H,CHz) ,5.03 (q,J=6.8Hz, IH,
CHCH3) ,6.94-7.21 (m,8H,Ph-H) ,7.96 (s, 1H,Py-H) ,8.24 (s, 1H,Py-H) ;'°C NMR:817.89,
29.56,45.02,46.86,75.07,115.85,115.96,119.18,122.64,122.76,126.39,126.55,
126.66,127.04,128.39,132.75,136.19,142.53,146.80,155.01,161.32,170.00.

[0034]  Sjitafs3 : (R) —PUS S mph—2—- 3 —2— [4- (4B -2 R 48U JE) AL ] TN R (3) /el
%

socl,

0 NC F 9
orre s CL = 0r oy — -
F
HO O

0 H'{:@ 0
NC = o\l)km I\IC\@:F/@/O\I)LI\C@
|CGCR .

[0036]  7EN,N- - H JLH EEfi% (DMF, 40mL) /1, in N (R) —2— (4-¥2 3L K 4) IR (3.03g,
0.02mol) , ZFHLMAGKIREH (5.52g,0.04mol) , FHA 2] 70°C ~80°C T, KF&L4iF: 1h, B E A
3,4- RN (2.38g,0.02mol) , 4k LA S BL6 ~Th o ¥ H) 22 % i, BN UKIK (250mL) H,
MBI IR, AT 2 pH 4~5, #hJE, Kk, @ B TR TS ® -2-[4- 4-FE-2-
A IE) A I R K E AR R) —2- [4- U-FIE—2- R A IE) A L] A RRS . 26g, 77
#65.7%

[0037]  (R) —2-[4- (4-FFH-2- G A A 5) 2R AL ] AR (1.00g, 3. 3mmol) ¥ fif T H 2R
(40m1) H, ZZAZ MASOC12 (1.18g,10mmol) , [AIVAL S B 5h, T &% 78 A ¥ 7 )5, 15 (R) -
2-[4- (4-F B 2R AR RAEE]NBAE, BT N — P RMN.

[0038] i8S mESVE T & 5t (4omD) H, IIA1,2,3,4-DU & Sk (0.44g,3. 3mmo1)
Lt s 4-— H IR L0 BE (DMAP) , 0Kt T 5+ 10min, 1B I = £ % (1g, 10mmo) - 4k
SRR FEShEI10h R B TE RS » BIA100m1 KK H , = &0 B 2, USSR B AILAR S K36
(100m1 X 2) , FrfSKH 74 FH TG /K B R AT , I v 5 2 ek R i A 2 445 s (o B (R) -
VUSSR -2 -3 -2 [4- (4L —2-F 2R L) R AL TR (3) 1.08g, 7% 78.9% . 'H NMR:
61.68 (d,J=6.8Hz,3H,CHCH3) ,2.75~2.90 (m, 2H,Ph-CHz) ,3.78~4.02 (m, 2H,N-CHz) ,4.68
~4.89 (m,2H,Ph—CH2-N) ,5.05 (q, J=6.8Hz, 1H,CHCHs) ,6.74~6.85 (m, 1H,PhH) ,6.88~

[0035]
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7.00 (m,4H,PhH) ,7.07~7.23 (m,4H,PhH) ,7.29~7.33 (m, 1H,PhH) ,7.44 (dd,J=10.0Hz,
2.0Hz,1H,PhH) ;'*C NMR:817.98,29.56,45.02,46.88,75.00,106.09,116.47,118.63,
120.46,120.67,121.17,125.93,126.68,127.06,128.39,128.98,129.32,132.73,148.58,
150.47,153.63,154.80,169.93.
[0039]  SEHifl4: (R) U S IEnbf—2— -2 [ 4 (6~ NI —2— L 6) L ] PR (4) 11
il

/@:Nj/m . ” 0\‘)?\0 NN /\/0\‘)0\0 SoCl

e G I LT T
[0040]

o lf“n/\NH
oy

0
cl N o/ cl N o
TCLOTe == "C O Tl

[0041]  7E100mL 5 B A INAN, N-Z F L R fi% (DMF) (40mL) , % (R) —2— (4-F2 50850 TN
% (3.0g,0.02mol) IO RIS NI, B HE VA iR  FE =R T, 2 SR8 IR IR 47 (4. 46¢,
0.033mol) , 4k &4t #F 15~30min, FHIE =75 CHEPE2h, 18 M2, 6- & MR (3.28¢,
0.02mol) , FHilfi 22 145°C R Bi6h. [ W45 5 , ¥4 20 2 5 00 B I SLRBI A KoK (250mL) H , 35
I ER IR 2 pH=4~5, 1k Y&, 7K ¥ , T-A5 20 28 A1 [ 4 (R) —2— (4- (6 IR bk —2—2%) %)
HER) IER5 . 558, = 5RIT%
[0042]  7E100mL i S H AN H 2% (40mL) , (R) —2- (4— (65 MENR M —2—5E) %0 K50 IR
(1.0g,3.3mmol) , L NN &R (1.19g, 10mmol) , FHE 2£125°C , [8137 & Mbidh , ¥4 #H1 i
BAF R) —2- (4- ((6-F IR -2-38%) ) KA WIS, EEH T~ —»5.
[0043] 7 & [ S0 S M NN & e (40mL) 1,2, 3, 4- DU &Rk (0. 44¢,
3.3mmo1) FIDMAP (fEfb ) , VKBt FE i\ = 28 (1.0g, 10mmol) o K¢ e MR & P £ Th G
{FIA200mLyK K H, &0 b2 B KA AUAHZK B, DN TE KB BRAA T , Fid 259 7745 21 FH 7
W AEEMT (Ve zmzne=2: 1) 1330 507 3 Ll /& (R) -VUE e mph-2—-2E-2-[4- (6- -
W k-2 48 3) AL R (4) , 7= %33.06% ,m.p.48-50"C,'H NMR:581.69(d,]J=6.8Hz,
3H,CHCH3) ,2.74~2.95 (m,2H,CHz) ,3.95~4.04 (m,2H,N-CHz) ,4.70~4.98 (m, 2H, Ph—CHz—
N) ,5.06 (q,J:6.8HZ,1H,CHCH3) ,6.95~7.00 (m,2H,PhH) ,7.10~7.21 (m,6H,Ph-H) ,7.56
~7.69(m,2H,quinoxaline-H) ,8.04(d,J=2.4Hz,1H,quinoxaline-H) ,8.65 (s, 1H,
quinoxaline-H) ;'°C NMR:617.94,29.57,45.01,46.87,74.96,115.77,115.89,122.43,
122.60,125.92,126.54,126.68,127.93,128.38,128.79,131.10,132.83,138.51,139.76,
140.09,146.55,154.83,157.19,170.06.HRMS (EST,posotive mode) :460.1412 (M+H") .
[0044] Szt 15 - o B PEVEANY
[0045]  Jyykn R« (1) AEAH AR 64em® ) SR 2 bR rp e B2 L RF, BT AR AN+, S
FERL LG KA — B Fh 7, r 87k 8 (G fiDigitaria sanguinalis Pl
Echinochloa crus-galli.JfiJE%Setaria viridis) FIXLF M 4435 (T BRAbutilon
theophrasti (B #2kStelleria mediail . Z%Solanum nigrum) - 2ZChenopodium album.[Y]
Skt Amaranthus ascedense{ e 4% Wi Amaranthus retroflexus) 4 ERFEF, 25 5 BRI AR
1/3, % lem/Z40 -+, ANIDR BRIk 2 B2 HIERE, B TR ES 7, HlM K2
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4 AT SIS AL 3 5 (2) FRENIE B AR R B H A DY S bk —2— 5 0 S B R S B e R AL &
W), AN, N-—" H 35 F B e s e, F O\ /b Bk iR SO L AL 7], BERE I 27, N 8 T ¥ /K, B il i
FIT 75 R, W AR ¥ 7 A 7K x5 (3) b3y =X =M FB Ak B BEAT i T AL, B 1
A B L 10 B M K R 2 7 O B3R AT 1 G 25 b B s (4) I E A EE &
FE U250 AT 25 15 55 0 g8 25 A ER L 3 Sl LA 55955 77 AN K Rt B (5) b B M B T
HERFRE; (6) AhFE15-25K J5 H Ml B3 A K AE I, iR A 45 R %L T A& &
VIRE Z B 15 38 B 3% (%) = 100% O HE R s — A BRAR =) /0 Bk 7 5 (7) AR HR B 250dE 47 g B
TE RS 2%« AZR 5 3 >90% , BZR 5 2L 75~90% , CLBIT %50 ~75% , D& 5 225 ~50% , EZL )y
M<25% . A5 RBHAR KW AYIESe /B AIE N, FrA 1 G Hx B i Ze B B A 1 M
B BV, R AL B L A B 2 B 2RI A B RS B A AR R R, A ) LR B
BN - ST 15 H AT AZR B BEE L AL A 2 Xk B I 2RI AR B A BT B M AL S
3N LI e B 2K A R SA B CE 1, S S R .

[0046]
A AR (%)
A 2 F A —
(12 iy BE | JRE &1 R H5E 3
Erer 4 E 85 95 95 0 0 0
1
+iELAE 90 90 90 0 0 0
Eor i 85 85 85 0 0 0
2
TIEAE 0 0 0 0 0 0
Eor i 70 70 70 0 0 0
3
+iELAE 0 0 0 0 0 0
4 X4 E 90 90 90 0 0 0
[0047]
&4 AR (%)
4 22 F =, _
K5 5E T ¥ RE 0 | 3 #
TELAE 0 0 0 0 0 0
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