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2-(4-(6-chloro-2-benzoxazolyloxy)phenoxy)-N-phenyl
propionamide =3 & N-phenyl x|&xl|Sol| o5t He}
u|o] MEIN Fx&Mol n|xl= -2 TA

AT - olNF - Fald' - Aok’ - 2R
Fagistn S4ABse, SR s ABAARY, 2aaddTs’

8 9 : Fenoxaprop-ethyl#] 3}3H&9] amide He)2 e 71A2ZH J& 9] 2-(4(6chloro-2-benzoxazolyloxy)phenoxy)-
N-phenylpropionamide F+=AE2 Ago|A wo} & (post), W<} 3] (Echinochloa crus-galliyol thdle] Fenoxaprop-ethyl
Brd Hwy g3e MEdS Yehiien] Nphenyl Xsxlgel Adge #3 728439 #4 GARE
Free-Wilson #1%3} Hansch W2 o) &3lo) AP ow HEsGry 99 AxBANE N-phenyl T8 meta-X]FE
1 XA ET ortho, meta, para-Z|3He 3 X BHZA methyl L methoxy 59 AFAES] vlad 4 7193isdth &
3 AR (1)op=1.60)2] 25438 7 AR DA (008 FHEAN RO)7} AZBFE 7fAsket] 43E A
AFES Aokt ¥o] Ao para-X)3Hd 1-x]8A ortho, para-X|$He 2-X|8A|2H Tafte] YA &7 (Es)oll At 3
Ak ((Es)op=0.87)& Hofule Axt dA 23 FPas R)7F GelE Fol7] A 2Ho|Uom Bie} 7] Aol
AEge] 7oske Ee-318HAQl 89lo)itk 12la SARAe met 24 WlelA] dd digte JbE E 84& velE
SHE2 2- ethoxy-3-methoxy-4-dimethylamino X84} (pls=6.60, 1g/ha)2 A= AL (19993 8€¥ 128 R, 19993
94 3049 sel)

Key words : 2-(4-(6-chloro-2-benzoxazolyloxy)phenoxy)-N-phenylpropionamides, Herbicidal activity, Barnyard grass
(Echinochloa crus-galli), Up land, Selectivity, QSAR. Hansch & Free-Wilson method.

AN E T2 5, 199 2L 19959 F=-8A48A (SAR)d
Heto] dAe] AF AHEE Husa
Fenoxaprop-ethyl#] SRRIEEL AEH oA acetyl-
CoA carboxylase(ACCase, EC 6412)¢] Zojztg02 #

O O
P A A HAHF malonyl CoAol AL A T \©\ , E
dgo 2 AxzH-g(Harwood, 1989)2 LlEhH o] FA cl 0 \@_Rz
7} ol& AzAY F8 2§73 (Gronwald, 191) 0.2 & ©

Atk olE AAEL FY AE AN B3 2
I Fx2 WA st fdE Reg SudMe ¢

- Fig. 1. General structure of 2-(4-(6-chloro-2-benzoxazol-
AZAZY SESO 2l ® 1 e; h:n )-N-pheny(l Lropionamide as sub-
o] AZASE M, $55 2 3 So FHE e YIOIPAEnoY

o B3], FUdME 547] o)Ate] HE dhAsk=Y AR strate.

shm glort o] ohs AHAe] wo} ofalsl wlshs
we) gk olHY WAL AR EYeE FEAE
o) ¥57k 2392 e g5l Ao|(Hoppe 5, 1985)
of HE Ao AUHL P WHE ol oleld T
EER REREIE T

2e ARY dBoE ARES Az F154 8

B Ao A= esterq] Fenoxaprop-ethyl& amide ¥}
2 W3lA 7] 2-(4-(6-chloro-2-benzoxazolyloxy)phenoxy)-N-
phenylpropionamide §=A(2¥ DES FHEH 5
198)3t3 oA N-phenyl 287 (R)7h W33l w}
2 T2 2o, v 2 (Echinochloa crus-galli)oll o

oje} 2 3 A x84 7}e] BAGAR) (Hansch, 5 19952)Z Hansch
FEE WS 2 84S ALS] st Tt 3 whw(Valkenberg, 1972)3} Free-Wilson (Hansch, 5
1990)& olg3le] HeHQ Az B3k B8 3}

‘AR gh4el @9lo] thate] @M o2 olastunt sk
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At 2 717]

@A Fenoxaprop-ethyl ( F2d, 4% (F)) S A
aniline =453 triphenylphosphine, triethylamine, 1,2-
dichloroethane, thionyl chloride 5 i< AlEd F
2 AldrichAlE AHE3I92e™  tetrahydrofuran(THF), me-
thylene chloride, ethyl acetate, n-hexane % carbon tetra-
chlorides¢] $ni5-& Hukazl 18 Al%E AME-3I5ich

A JRIEE TRE A& deuterochloroforms
oM TMSE Ul¥ EFEFZ 3o Varian Genimi-200
(200MHz) E2¢] 'H NMR spectrometer2 %& ~HEY
o7 #islgoen chemical shifts o(ppm)gtoz ¥V
&k "hge] gojR= Thin layer chromatography
(TLOZ  #lstgon silicagel (MerckAle] 70~230
mesh)o] ]2 column chromatography (COR 2| &
Azt 28)1 3+4e Thomas-Hoover Bd9] §3
4712 345 BEgE A8 Stk

2-(4-(6-chloro-2-benzoxazolyloxy)phenoxy)propionic
add, () : % E22E IAT esterd]] AEY YA,
ethyl-2-(4-(6-chloro-2-benzoxazolyloxy)phenoxy)propionate
(108 g 30 mM)E 7kE3) (Molina 5, 19%) 3o acid
2 =7 959 14-dioxane 50 mid] 39 &
lithium hydroxide monohydrate (1.5 g 12 eq)E& 125
mle] Bol HoA 7iatm  Ag2olA 5~6A13F AojEth
W-o] $A=H &3} dichloromethaneg &% 718t1 10
AR AojEd. E3FE gl gaez Mg
(pH=2)A17] T+l dichloromethane© 2 F&3t1 {713
S magnesium sulfate® ZAZAI7|1 oakste] ARt SF
4tk o)AS AZAA (ethyl ethern-hexane=11)std ¢
8 3RE () 76 g ANT: Mp.(TC)156~158, NMR
(CDCl); 6 1.76(3H,d), 487 (1H, q), 7.06~747(7H, m)

2 - (4-(6-chloro-2-benzoxazolyloxy)phenoxy)-N-4-ethoxy-
carbonylphenylpropionamide, 20 : (i) (346.7 mg, 1 mM)
2 (A)dhEe] wel 12-dichlorethane 10 mlo] o]3
thionyl chloride (0.2 ml, 3 mM)& 718} 4A17F &<t &
FAALE o] ukg EFES 0TE @& thaoll triethyl
amine (0.15ml, ImM)& ¥ 1 amider] 3}§HE< wE7|
st (Sun 5, 1997) 4-ethoxycarbonyl aniline (165.2
mg, 1 mM)y& A3 7kt o] ¥hEES A2 34
7H 5 HolFa 20 mle] &8 ¥ 5% gAeR A
3} A1zl Foll dichloromethane©. 2 &3t} #7] 47}
%% magnesium sulfate® AZA7| 7Y FHSt &
Azute Y (ethyl acetate: n-hexane=1:4)= A=)}t
% 20, 200 mgE IUTh Mp () 136~1387,
NMR(CDCL); 6141(3H, t), 270C8H, d), 4.33(2H, q),

480(1H, q), 6.97~748(7H, m), 7.68(2H, m), 8.04(2H, m),
8.36(1H, br)

2-(4-(6~chloro-2-benzoxazolyloxy) phenoxy)-N-2,6-difluo-
rophenylpropionamide, 33 : (i) (3467 mg, 1 mM)Z (B)
w9 (Harrison 5, 1983)0ll we} tetrahydrofuran 10 mldi
*o]3 26-difluoroaniline (130 mg, 1 mM), triphenyl
phosphine (393 mg, 15 mM), triethylamine (0.15 ml, 1
mM) 18]3 carbon tetrachloride (1 ml)E 2 ¥
theol 2047 Bt 35 A B ERELS AL
20 mle] & Jlslo] 5% gez s Al Fel
ethyl acetateZ FZ3I31th $7] €u]3S magnesium
sulfate® Az thgol] A FH4TL F ARvtEIY
] (ethyl acetater-hexane=1:4)2 7 Asle] =3 33, 150

& otk Mp(C)172~173C, NMR(CDCh) ; 6 175
(BH, d), 49(1H, q), 6.95~75(10H, m), 7.8(1H, br).

g9} & B (29 og 71F S/, 1~-38& §
4 (R % 1978 28 FA SAT

o . 0 0
LIOHH,0 (Aor (B)
Rr—< . R1—4 — R
OEt Dioxane OH a
<5> g
HN R14<
R = N
H

(A) : Thionyl chloride, triethylamine,

(B) : THF, Triphenyl phosphine, CCl4

R : 1-[4-(6-chloro-2-benzoxazolyloxy)phenoxy]-ethyl,
Ry : Substituents

Fig. 2. Synthetic process of 2-(4-(6~chloro-2-benzoxa-
zolyloxy)phenoxy)-N-phenyl propionamide de-
rivatives.

Az8Y 33

¥ (Orym sativa L)%} = 2 ¥
crus-gall) & oz 24 (in vivo) o} F (post-
emergence)®] ZZoA AxBA4E AE (KRICT, 1997)3t
ATk
Az B4LL FrE AE (Kg/ha)d Ax BHA= (6)
£ ppm ¥58 $4k5l3 Moving average W (Schaper
5, 19902 Atsld #ASdE 50% Az A% (obs.
pl)7 SARN 02 AXte 37 (Cale plo) T3 E
1ol Rt



2-(4-(6-chloro-2-benzoxazolyloxy)phenoxy)-N-phenyl propionamide %] % N-phenyl X3~ 13

T84 BAGARA 9 &=

N-(Ro)-phenyl groupe] E2)-38 sjeirjge FoM
Van der Waals (V) #-3) (A}, 432 58 Dv) 2 &
4 (r) A5 & PCMODEL (Ver. 30) T2z}
KOWWIN (Ver. 1.64) 2188 AM&sla) z2 AAst
Aok 23 AA detelEEA Xgr]1e ¢x9 Azl
T TAE Uil ANEFDE AREIETE o 99
2~3 APAY 8~389 7] 5 (o) Swain-
Luptone] & () & 35 R 45 59 Fgvge
goz A7) (R)ol tg 4 gt Hansch 5, 1979)E
£ o] 8o JHgel B& A9 fid o849 1
WHES ¥ 2¢) A3kt

AZGA X A5 7dEE HEs] Yt
o] 2~3 X8 EL N-phenyl weji} x37|o] 2549 2
AgA FER 47 A7 R4 data matrixE T
4J3to] Free-Wilson B4 AA|(GAS, Ver. 6.12)5th.
ae]1 Obs. plodt thdsr Ee-343 wevE)lE QBAR-
PC : PAR Zg713 (Coburn, 1987)¢] #£3}o] SARAS
FESI BAY FFHA ), FAASF ) 5 FAH
g dirh

Zo Y D

714 &8A ] A28

Fenoxaprop-ethylo] &4 2 o8& 23z 71zt ¢
€ FEe Holu 9d¢ 549 A2 R urAERE
AR A =gdth o AE A F 6AZ ol
A2l7ke] 0% ool waA FF (v 5 1997)5H o]
T 2212 ACCased)| oist 7449l Xbe] (Hoppe 5,
199%5)¢1 Aoz AAHUE

EY FoAE 13 WA 14E Fo M 50% v
woz EAY AT Fenoxapropethyle WA 7l5:8
8 (Kearrey 5, 1988)3Rzt), 20l o3 ester] 512
9] Bauk-3-2 carboxyl esterase SOl ©jate] 2-(4-(6-
chloro - 2 - benzoxazolyloxy) phenoxy) propionic acid$} ¢
22 FaHo ol EHIESC] dAA B £3A4
3} HHA (Hendly 5, 1985) Ax84L Hdsh= e
deid Aok 7149 FARE amided] 3451290 propanil
o 7krEsle Solgt arylacylamidases) 9j3led A=
o] a9 B4 I8 ¥ oA o 60 st =7
uiEel ARA wioAM w2A JleRe s, ¥ 2
A Az FME 23EA & sheh(Kirkwood, 1991)

714 =89 w27 5 g/hartAe 98 HAIE
I 200 g/haslXE Blell= 23zt el g A9
o] 23 XEANN B 4 Utk FME 2methyl X)g
A, 78 9Aste] 10709 BH5tEo] Fenoxaprop-ethyl (v:

Plo=527 2 H: ply=364Hr} ¥ AXTAL g
Rigo] HolM= 2n-propyl X¥A, 28 EIste] 207)
3ESo| el i (X 1) S8l UehiA ¥

H(H) X184, 1 (plo=483)] Hlste] =]o] Az o]
71o48Re X #7)12E methyl (7, 13 2 24 F), methoxy
(8, 11, 14 ), methyloxy-ethanoate (29) L oxyacetic acid
(60) 52 Eastel 3 B 234 2 245 wifluoro X|
A (34 2 37)E°] plw=540 ©]42.2 Fenoxaprop-ethyl
1}l 52 e Jehiith a8jng AgoNE esterd
2rp 7143 2 amided o} 3RHES0] Holl diF &
g MHske 2t 98-S E%orn amidAZ 259 A
%A)9) B3 A9 aniline? aniline-glucose #E (Ash-
ton 5, 1981)2 BAstd AEe] B YL A=
Aoz BaHTt

713 RIS (HI(H) A, 1, logP=567)59] A&7]7}
7H e 254 (n=logPxlogPy  logP=483~744)2 =iz
A7F 7= GubE<Q logP#t (-1.5~5.0)9] ¥ (Hansch
T 19% b) Bt 2 g zte ARERA o9} B2
Aol ok A5de) Aolol 2AT AP E ] ¢
3l Fenoxaprop-ethyl (logP=4.95) % ethoxy group (z
=0.38) thale] anilino group (7=137)2 EJ3t4 esterd
amide2 REANZO2ZH HFyol 1L0BE 7t (4«
=09 e e op2l, s Aol =3y 71A
el Y 2AM o= A= B9 Fof dhste]
AzE4 S Uehle] 2435t

o gigt F2-AxEY B4

NEg iRtEd g A=B8HS dFsta Z4d 7
Ae 298 AFHoE ojFs] fste] WA AAHs
(I)2 FAE structural matrix27E] Free-Wilson (F-W)
W (Free, 5 196402 HY deivle], 7] A< o
& 3748 Modified Free-Wilson 2} 24 (Kubinyi %,
1976a) 5] Bocek-Kopecky® (Kubinyi, 1976b)2] ()4
fr=stack
ARER (o)t EFH2EN Suje7t d7p=A] &
Bun AaAol FE (A= 0055)5e™ F4Y
o] % o 0% (- 100)7} ANHTE. oI7]oA A&
M (o)7t de e A A (du EA4 (w)dl
A AANWTFE AT F fNeER A9std Atat
Aok o E 239 (1) He AR 454 g
(Calc.’)2& obsplpol 3l A} (Dev.)7t 22 gt& et
Hag o] o457t 99 AR 7dste o 3l
€ devEY S daE & Atk

o] A& 54 Ao A&I|7F Tl i AR
Zlthe AT AFS dotry] AT AR methyl,
methoxy, chloro 2 cyanomethyl groups X@A52] A

> (& rlo

o
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Table 1. Observed and calculated herbicidal acitivities(pls)) with post emergence in vivo against ECC and
ORY in up land and melting points('C) of substrates

FW Hansch F-W Hansch
No Sub.(Ry) MP ECC ORY
Calc® Dev. Calc? Dev. Calc'® Dev.? Calc. Dev.
Fenoxaprop-ethy! - 527 - - - - 3.64 - - - -
1 H 166 483 48 000 - £ 504 595 091 515 -011
2 2-(n-pr) 181 475 475 000 498 023 000° 000 000 - -
3 2Ft 160 470 494 04 . 0000 058 058 - -
4 2F 133 514 502 012 516 002 469 28 18 476 -007
5  2-(i-pr) 127 516 516 000 500 016 472 472 000 480 -0.08
6 2-Cl 115 515 521 006 531 016 471 429 042 458 013
7 2-Me 172 555 540 015 541 014 000" 216 216 - -
8 2-OMe 113 553 529 024 553 000 000" 042 042 @ - -
9  2.-COMe 83 450 450 000 463 013 461 461 000 458 003
10 2-OH 113 533 533 000 545 012 0000 000 000 - -
11 3-OMe 111 543 555 012 538 005 0000 036 036 - -
12 3-OH 133 513 501 012 507 006 453 417 036 453 000
13 4-Me 158 551 572 021 549 002 463 332 131 443 020
14 4OMe 174 556 558 002 550 006 000° 073 073 - -
15 4-Ph 206 478 478 000 464 014 0000 000 000 - -
16 4Ft 155 549 525 024 538 011 000" 058 058 @ - -
17 4CN 157 496 496 000 497 001 000' 000 000 - -
18 4-CH,.CN 148 513 513 000 517 004 343 343 000 326 017
19 4-COMe 183 487 487 000 480 007 480 480 000 - -
20 4-COEt 137 489 489 000 477 012 419 419 000 - -
21  4-CH,COEt 129 393 393 0.0 - - 000 000 000 - -
22 4CH,CO.Me 119 489 - - - 000 000 000 - -
23 2-Me, 4-OMe 162 546 534 012 563 017 000 005 005 - -
24 2-Me, 4-Me 177 559 549 010 539 020 282 254 028 316 034
25 2-Me, 4-OH 186 474 48 012 2 9 339 376 037 357 -018
26 2-Me, 4OCH,COEt 139 478 - - - - 000" 039 039 - -
27 2-Me, 4-OBu 153 476 476 000 478 002 000" 000 000 - -
28 2-Me, 4-COH 194 473 473 000 480 007 000" 000 000 - -
29  2.Cl, 4OCH,COMe 158 479 - - - - 000° 000 0.00 - -
30 2Cl, 4OCH,COH 191 478 478 000 - - 000 000 000 - -
31 2F 4OCH,COFt 134 458 - : - 000 039 -039 - -
32 2-OMe, 5-Me 133 467 48 028 O 9 399 327 072 365 034
33 26F 172 515 542 027 498 017 000 023 023 - -
34 234F 141 559 553 006 546 013 38 393 007 374 012
35  236F; 125 495 474 021 507 012 342 414 072 374 032
36 2-Cl, 6-Me 197 479 473 006 513 000 000" 042 042 @ - -
37  245F; 150 546 552 006 546 000 399 393 007 374 025
38 24F 133 405 415 010 2 o 415 402 013 428 -013

‘The Calc. values were calculated by the eq. (1)?, (2% (3)? and (4)®, “Excluded compounds in eq. (2).,
Herbicidal activity in 0.2kg/ha concentration, Abbreviation: ORY (Oryza sativa L.), ECC (Echinochloa crus-galli).



2-(4-(6-chloro-2-benzoxazolyloxy)phenoxy)-N-phenyl propionamide %4 % N-phenyl |23~ 15

skl oo} ke RYozR VA 7]jalick. phenyl
agel 1A AEE LAJAT 3>4>2-9 go
meta-X 347 Bl =& BAHS YERITE =3
234>24->23- XA o2 2349 BT 3"
3 FASel ada AX LA BARL 848 F7)
A7VEd 710l (dIw)E e Ao dudr

plio(post)=-0.686(+0.61)[n-pr]-0.618(=0.52)[E£]-0.970(-0.64)
[FJ-0.446(£-0.62)[i-pr]+0.460(=-0.57)[CT1-0.087( -0.44) M +.
006(=-0.48)[OMe]-2.025(+1.02)[ COMe]-0.326( £ 052)[OH]-1.2
37(%0.55)[ph]-0.373(£0.66)[CN]+0.718(-0.60)[CHCN]-0.16
5(0.62)[COMel-0.145( +0.62)[COEL}-1.875( +0.52)[CHCO
2Et]-0.514( £0.55)[OBu}-0.370( -0.75) | CO,H]-0.144(+0.68)[O
CELCO,H]-0.212(+0.23) o] +0.872(-0.68)[Fm]-0.435( +0.34)
Tp}-1.093( £0.76){lo,m+0.180(+0.50)[lo,p}+1.110(+ 1.13){lo,

m, p+1.202(0.55)[1d]-0.433(2-0.60)[Tw]+1.418(+0,55) 5 +4.8
30(029)(n=34, £=2.271, <0297 D r=0.946) ... 0

8] X2, 1 (plo=4.83)0] wlate] BAo]  22749] %
A2 G (E Doz H58 4 (phe=0164(Viw-3.725)
+0.158(+0.07) -0.460( £0.10)R-0.525( 0.17)o,m+5.088(+0.
49), n=22, =979, s=0189 L r=0868)o] W= A9
A FEe} Sl BAshE 4% (n)0 255 A
A 9A O<Rel o FTH REA 2z HAR
(Vw)opt=373A%2] Van der Waals %17 (Moriguche 5,
1977 7HXE 23 Rl X&d 2-28A71 842 75%
(@ - 100) stz gich

o, FAo) B2 979 XEAES FoR fd
A (ply=1122(F0.068+4.763(£0.04), n=9, f=22563,
s=009% 2 r=0922)c) Tafte} JAET (Es)et A+ FA<
ANAFE Frhste] Aol B (Ar0067)H B2A
292 98% (- 100) Awsis 4, (plso=0.080(F-0.050)
0.057(+0.01)Es-0.168(+0.05)1d+4.807( £0.04), n=9, {=43.5(2,
s=0052 2 r=0.989)< Atk Tafte] A&} (Es)7t &
Aol 71efshA) ke sEiEd e G gevd olE
o AF7t Ae Aoz Hol AL JFE HHE zoR
Azteek =3 F 359 AL Bopn=006~0075 714
£ Swain-Lupton®] 7 (F) 237} B 719344 <
7|9} 2R odEE HA DA (d7t E4E
ZEd 71d3ta) g (dOthe 5, A4 BA7E g9
g G430 71993HR) Fethe AR 2 A9 Yk

&9, Hansch Wos 238 elulesl gld A
A 22 @=27)) e SAR BA, (ple=0213(x
-0.900)+0.987(F-0.686)°-0.083( +-0.07)Es+5.840(+043), n=28,
F=1445, s=0379 2 r=0500)02 AAE AzTAYL
(Calc) & (Obs)atd vl g A, ¥ HRAEA, 12

Table 2. Used physicochemical parameters of N-
phenyl substituents in correlation equa-

tions
No r a) Vwb) RC) P d) Fe) DMf) Esg)
1 108 252 000 000 000 052 000
2 261 493 008 027 -006 047 -160
3 211 441 010 015 005 047 -131
4 128 242 034 120 043 153 -046
5 253 481 -010 -015 -005 048 -0.66
6 172 300 015 040 041 167 097
7 162 329 007 013 004 048 -124
8 116 400 -051 037 026 -062 -055
9 157 345 020 165 032 240 300
10 060 257 064 -020 029 172 055
11 116 38 -051 012 026 060 -055
12 024 243 064 012 029 089 055
13 162 280 007 -017 004 072 -1.24
14 116 39 051 027 02 073 -055
15 284 562 008 001 008 052 -38
16 211 328 010 -015 005 072 -131
17 117 288 019 066 051 461 -051
18 065 259 -018 001 021 514 -238
19 131 502 015 045 033 19 -
20 180 558 015 045 033 197 -
21 165 414 - 016 - 204 -
22 116 379 - - - 210 -
23 170 431 058 040 02 08 -1.79
24 217 362 -014 -030 -008 066 -248
2% 079 295 071 050 025 153 -179
26 174 6.12 - - - 21 -
27 318 572 -062 045 021 123 -
28 150 474 022 058 037 186 -
29 134 517 - - - 261 -
30 106 472 - 007 - 146 -
31 139 524 - - - 180 -
32 170 427 058 -044 022 082 -1.79
33 148 234 068 240 08 114 092
34 168 225 -1.02 160 129 367 -1.38
35 168 227 -1.02 274 129 151 -1.38
3 227 416 022 027 037 148 -221
37 168 229 -1.02 160 129 338 -138
38 148 230 -068 126 086 204 -092

“Hydrophobicity, "Vand der Waals volume (AY) of
N-phenyl group., 9Resonance effect, Yelectronic effect,
Field effect, "Dipole moment (Debye) and Steric
effect constant of (Rz) group on the N-phenyl ring.
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Algte] 2-ethyl, 3, 2-methyl4-hydroxy, 25, 2-methoxy-5-
methyl, 32 2 24-difluoro-X|8, 38 5 5749 XEAS
(X 2)0] 2 R (Dev)E JEMIYT ol5g A3t
A% FE @ b, FWAF @7F ois T (Ar0414)5
of Az o 8% (1007} ANEHE Q) e I
Ak wekd AYE olE 4748 AFASL ofui 79}
AAETH R 2 0)5 199 £33 deve S 9
249 A28 JEE Ao Az

plio(post)=-0318( z-1.698)’-0.139( +0.04)V»-0.528( =0.10)R-0.
345(+0.04) ¢ +5.784(021)(n=27, £=21304, s=0148 % 1=
0.914) orvoveeremaenrenesesssennesneseseesessesesssses s mieinssses s Q

%2 39 &3 (ClcHe 2 doz Ad® AQY)
sobd Aoz st (1) Aoz Ad ghud da
AzZE RS Vel gith

QHozRH ReX$IE AARY 254 (7)op=
17008 z31 AAES vjE RO 2 ¢<0) 3|7t 4%
o 9& o z22n Vu (A)7} F2 (Vw<l) 852 Az
24E& APk 7198t ges & F Aok o] 2
2308 Ve 184 238 59 A9 (B30 9
29 24 dAN g 58 dARE 2-ethoxy-3-
methoxy - 4 - dimethylamino X84 (pls=6.60)24] 2g/ha
9] FxdA 9E 100% AAT Aoz ddedn

Table 3. Prediction of highly active compounds’
against ECC with post emergence in green house

Rank R Pl g/ha
1 2-OEt-3-OMe4-N(Me), 660 10
2 20Me-3-Me4-N(Me), 643 15
3 23-OEt)4-N(Me) 640 17
4 2-OMe-3-Et-4-N(Me) 639 17
5 2-OMe-3-Me4-NEt) 637 24

Patent pending(Kim et. als, 1998), “The values were
calculated by the eq, (2), P50% inhibit concentration.

Hd dig o3 Ny

ACCases= 470¢] sub. unit® 717 ligases (synthetases)
28 ATPE 715Bsisle] ATPS 4b 9 methyl
malonyl-CoA AA¥S-E Zrjshs Zgo2 diga
%S ¥4 (Dixon 5, 1979)3h= &4 24 Fenoxaprop-
ethyl7] =7} ¥hesle] 284S JvehiA gk o
BA ACCases} wHgato] ohlE UEiE 713 ¥4 %
ReA8719 27& dotrr] 3t ()Ale 22 dylo
2 Modified F-WAlo| 24 (Kubinyi 5, 1976a)3}0] 413

Aefelg 437 583t Dvdg F71 @ ul, s
HE F716 & Asun Addol o4zt ¢ (A
=002)50] %319 Wo] F o %% (F - 100) F=7} &
5 Free-Wilson?, 3)& =31tk

o] o] ojst@ wo] thgt Obs. pI50 t (X 2] vie}
ko) 22 Agoz FYo] gl AS (pl0=0)ol= A
9 AF Fol & ORE Holn JE k] iso-
propyl @ hydroxyl X|3A] o] <Fsjel 7lodstn glgS
Agas gtk EF, 1-ABASE 352>4-9R)0] g
@AY wo2 o sdsigen, 2~3 @A
234>23>24-91x)el] @Y AEA|2] £22 mets, 1 A
A 23488 3 ASA7} wlmE gHE vehie
Aoz AgHn. 28T AAGSE BAZL B4 mlxE
FFe AR AL TAYL BF wAT Qo e A
ok w2 WA BAZE A WA 958 2A @
Aol 719 (weldyshe AZoldnt. ole AR Tl 9
sl WA sERaso] Y free acide] FFoz W
o ekaizt velbe Ao molth

Plio(post)=-2.570(+2.02)[n-pr]-3.699( -1.67)[Et]-3.347(1.18)
[F}+2.169(-2.02)[i-pr]-3.556( - 1.87)[Cl}-1.532(+1.36)[Me] 4.
600(=1.56)[OMe]-1.767( +2.18)[ COMie] +0.294( +1.89)[OH]-5.
235(+1.65)ph]4.634(+2.89)[CN]-0.123(3.22)[CH,CN]-5.2
41(+1.97)[COMe]-5.831( £1.97)[COzE]-2.134( +2.04)[CHC
O4Et]-3.506(=1.84)[OBu]-9.965( +2.10)[COH]-8.757( £2.08)[
OCH,COH]-2.766( -0.84)[I0]-8.102(+2.68) Im]+4.052( +1.34
)Ip]+16.253(+3.10)[o,m]+4.018(+1.24) lo,p] +17.988(+4.20)
[To,m,p}+0.195(+1.65)[1d]+7.939( -2.33)[Tw]-2.040(+0.82)Dyy
+6.100(+1.06)(n=34, f=5.952, 5=0.976 L r=0.978) -........ &)

(34 %< Du¥ (Len 5, 19829 ¥37} 89 #hg
BogZA v g WX AL o] Fol o oY
Az golol  ZYE At glem AN #®
(Cale.)7 BEF2 FZ X37|9A HaE BTk

g, wol glolA 2kl JeRd 157 S (3 2%
o2 $E3 Hanscha], (pls=-0.158(Es-1.227)+4.661
(+014), n=15, s=032, =226 @ r=0.890)] % (R) A5
g W52 318I9S S, 48l Y (Ar<006)F 2
2H AzgAye) WMol F o 0% (¢ -100)7} HHHE
g 4 A Atk o) AL Tafte] {iA=E e, Es
458 Tle 2oz Bs ASE 89 o 25
E AT X80 Abole] AmAgel YAFE vl
A Fo] F& 9ujdith

Plsopost)=-0.182(Es-0.868)*+0.611(+0.17)R+5.287(+0.12)
(n=15, s=0.23,. £=33.74 Z r=0.950) -ceoovvrrrrvrsreriniininnns @
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@A wa} v S Yehle X7 R)Y -
BeHs Q0L YAEAY] AR (Es)p=087)E 2= A
2 BA R0y g HEHE AW correlation
matixEHE FEE AFd] HFEL 25 Syt
gz (9 A9 mE 2294 ple=0S JER IAFEE
= (@) Ao wet ASRS 2ol 4phenyl X184, 15
(Calepl=124) AT 23HES0] Cale. pls=3.43~5.06
o @& vehlle AL olF IES o 0.%kg/ha ]38}
9 FEAN AzBA o) ARHUY) WF o= HolAr)

(22 FollAe N-phenyl 318l Ax DA (o<0)el ¢
3 FHEN RO7F 3o AT 4TS vHE &
& 59 By oot (@) Aol Ak BA % F
AT R0)7F Hell dige] ofsE HE 84 Fof 3
Y oAtk wWEbA T 2E7e) AEdd) Q3¢S e
oy 7129 E-8349l 89l FollA Nephenyl mejyt
23719 o3 ke FEaAY R0 2 RO)7F F23H
83 ASS YAth ol FL FE B EA
o3 TRl vk ¥ink ole), arylacylamidase Sl
ofgh AR ieEs] ukeAdel xbo] (Kirkwood, 1991)
of WE Ao g Holt)
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ABAEN 274 BRY (1)p=170& 78 A
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Structure-activity relationships on the selective herbicidal activity between rice plant and barnyard grass by the
N-phenyl substituents in 2-(4-(6-chloro-2-benzoxazolyloxy)- phenoxy)-N-phenyl propionamide derivatives

Nack-Do Sung, Sang-Ho Lee, Hae-Sung Chang', Dae-Whang Kim' and JinSuk Kim(Division of Applied Biology &
Chemistry, Chung-nam National University, Tagjon 305-764, Korea, * *Korea Research Institute of Chemical Technology, P.
O. Box 107, Yusong, Taejon 305-606, Korea)

Abstract : A some of synthesized 2-(4-(6-chloro-2-benzoxazolyloxy)phenoxy)-N-phenyl-propionamide derivativesa sub-
strates were found to selectivity significantly with both rice plant (Oryza sativa L) and barnyard grass (Echinochioa
crus-galli) for those her- bicidal activities with post emergence in up land. The selectivity of substrates against rice
plant better than that of Fenoxaprop-ethyl. The structure activity relationship (SAR) on the selectivity of N-phenyl
substituents were analyzed by the Free-Wilson and Hansch method. The SAR approach against barnyard grass is
shown that the optimal ((7z)qt= 1.60) hydrophobicity and electron donating effects (0 (¢ & 0 <R) of the
substituents at the meta position and/or three position on the N-phenyl ring were found to be contribute the
herbicidal activity. In case of rice plant, from the results of SAR analyses, the ortho, para-substituted mono or
disubstituents correlate well with resonance effect (R<0) by electron donating groups. The steric effect (Es) must be
had greater or less than the optimal value ((Es)ops=0.87) so that the herbicidal activity against rice plant can be
decreased. The significance of these results on the selectivity between barnyard grass and rice plant is discussed.
And it is assumed that the 2-ethoxy-3-methoxy4-dimethylamino group substituent (pls;=6.60, 1g/ha) is selected as
the most highest herbicidal activity against barngard grass in green house.
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