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IRETRERERA:

RB

RL‘N N R®
\N.._.

")

R R75 A A A L&A EFHRNEKRGESL.
EEHNERG S —ALREX( Db, k¥

RL R R. RRAREBAFLEMEAEFTHMNREHS L, F
IRETHEEHFRERA:
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QAR & 8 AALRAEHEFHINKZGEL.

FEHNKEGF —ARXREX (Dsd, FF
R.RL B. RRARLGAALEMAEFTENEAEGLL, F
IRETREHRLER:

RB
RS Y Q
R® \N/N\

QFREAAFEAREAEFTHIKLHEL.
EERNKRGF—ARREX (DS, XP

R.. R& R. RARLAAALAEMAFFTHINREGESL, #
IREATEEHKER:
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QA= R°& A AA LRAHEFRHAIKLNGSL.
EFHAKEN G -—AXREX (DE%, JF

RL R% R. REARZBAALEAAEFHAKLEGSL, Ho
IRETFTEEREHA:

R7
lell\fa
R® \N/N\

%

Q. ReAR & A AH ERA/AEDEFHANELGS L.
FEHNkG S —aRpEX (Desh, XT

R R. R. RARLZABLALEZHAFEFTHMNRENHNEL, F
IRETERFAA:
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*F
Q# R7 % B LA L&A FAFFIREHS .

HeaX (1) ORARGRRE M- B ELSWAASARLR
REEHFHRE. HFN, MNAARGRIEH.

ik s #reg X (D) RAK S LR E2H-E b RGBT TR
15 EBERARSHAEETRAX QD)6 3- ik A -X L forued,

R4
R! /]k
o~ R (I
R2
¥

RL. R R. RifeZ BB EAEsL.

A4 4- (G-f-4-FE-5-8K-4, 5-—&-1H1,2,4-==%-1-%)
5-F-2-[(1-FR-2-FRL)-LE]-FHEARHA, ALRAZE T
HrEMEBEMIRTARTERREX kHLH:

15
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L axts (24 aaas L0

X(IDRZTEHGEX DR HHELAF kT RAERERA
WA ER-EA RS H—&ZL., AXADT, R. RLR
RA 7 A BHARBAHNAALELIE(AZAX (DS WL T
E3E 849 R R. RS, Rife Z e9fik RAF 26920,

#X(IDMEHZ QR f/ETRETR Lo TENE (5
W, EP-A-370332. EP-A-597360. EP-A-599135. EP-A-610733. EP-A-
617026. WO-A-96/18618. W0-A-97/30980. W0-A-97/26248. WO-A-
97/140018. WO-A-97/46535, #)& F=#&41).

HEX (DA BHFERBBEAMELS BT, CNKEQE
Z k. ZRkE. ZTH. CA-RAaiE. NN-ZPARTERE,
o EE. LA RO ARE, NN-ZFEER. N,N-= T EE. N N-
—wR AR, R, 2-FE- 3-FE- 4-FH- 2,42F 5 2,6-
—@k- 3,4-=FK-Fo 3,5-=F R, 5-L K -2-F Rwree, 4-
—wkEAuer. N-FERR. 1,4-=f % =3 [2.2.2]F % (DABCO X
1,5-= f 2 =3 [4.3.0]£-5-% (DBN) # 1,8-—R% = (5.4 0]+
—-T7-% ( DBU).

B4 X (DS HEF EiEkbREE Al ENKLes
AAiE. RAH. R4, A, A, AAE. RS, R
P e AL,

RFALRFEN, RABATUEAREGEBRALL. AF,
B g 24 150C £ 250C, 4k 180C £ 220°C il 6932 AL T #47.

AEPEFERERAFETHTNY. Kh, KXAF ELTH

16
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AmEREET——BFALO01EE 10 CRGENTHAT.

RFAKBFEN, RRASBFLEERTRS, LRAERSY
BEAEREGBETRF 1 AN, BRAEXA TR
FHER, HEFEH).

AEPERALHTABERHN. FTRMN. ZEHH, PHH
ERAABREN. HBOLE RARESARE, BEMIEKERE
AR T O AEY. AXNBRRAEARERRENIRA LS
BReEMAAERETHASE.

AEWS BT AL H 4T 7l EHABIALM:

THEGRFrrd: HkE. LE. WERE. Anoda. AXHE.
Aphanes. X & E. $HE. B4EE. FE. CRE. 2PE. £F
B5E. BE. HE. #1tE. ERTE. LEBE. HM&KE. BF
B. x$%E. BitE. FHIHE. HEBE AHE. F2EE. B
BE.FIRE BALE. B¥E. . BHE. 45, L#E. Mullugo.
nEhiE. BPEE. 2458, £%E. £5. LELE. £E5. ¥
NE. HEE. TVEE. RER. HLEE TEZXE. XA,
ERBE. KB, wE. TEEE. LHMLEE. HEE. AARA.
BEEE. =oTEE. THhE. LE0k. IXE. ZFE.

THRAEHOR T4 HEE. ®HEE. ZE¥E. AL AL
E. GEEE. NELE. X2E. %E. £FE. HER. ERAE.
ExE. MEE. 5B mik #BE RX5.

THEWMEFoT2E: LWEEE, k¥R ERAL. AERAE.
Apera. REB. BHWER. K15, £¥E. ®BEFE. RIRE.
SEE. ANFE. LER. #E. FFE. BREE. BEEE.
F5E. L5E. BRBEE. FELE. aFE. BEEE. T&T
B. LE8E. AALE. £B. EME. BIE HHFE TR
£E. ¥ E. RBE. 2¥E. BEEE. aR5E.

THAEGEToI N B, REE. ANLE. RXE. XX
B. 5. £E. BB, LE£E. HRE. ZrE. AR 2HF
E.

K, AEPERLSHOERAERRTEEE, BLTRMAH
FXEFERLCHD.
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B TFRBRE, AZPRHQERLLSHESTRERGARLE, #
TR FARER, ARARAHEMKGERFS . A, &
RSB TARTFEHL S5 LD PHLE, Whodk, EMHak,
2H. $§858. M4 BRBE. E#HH4AE. »kHEE. FH. #
BRAHE. hiRBANEE. TIHHEE. XK RBHE. 5.
KEGFR B PHLELR TABRMESE —F L6 P53,

AEBRX M2 PLAETLEIRA THBR LESY, LARY
REERAERGENRE AXHBEL CNLESTAFANF
BEo#A X ABRRGEET TR TF R PEHET X TFor &
¥.

AigkBifhREn, AEXNHERLESHELTARATE A
WERFARRIMBREADER. £k, SNELETUARAAKLAE
PEAL &4 o F A} 4K & B 4K

WMEAKE, TALRFA BB ES. X2, HHEERHA
HAEEDF D HRFEORRA 2T EE D IS (B XAA
S, P TARBIFTAFEFPRAAT ERBIEHE RS
ARIREFEXXIBFTEALSTARANHY, CEHERAY,
AR TR, LLECMATTARMAY & FEP A NAES.
HPHRSRAEBEBAERBAY G AR LR T RS EEHN Y.
o, bk, TRASH TR, b £ ORWF. 8. XK XE
Fof FUAEEAR, REPRE. HBEFSLOHKIY, AEAEK
A Fe ARG EAMA ALY, E. RE WIBPHT.

HEXLZPRAERLS T ED I RIGLEEBRFTRAOLE
FkbleiZiE., RE. AR, T, BE RMAAEFTEAMRBOHER
THAZAFRFORATETRABIE-R S EAA AR RIBLIHERT
AT RIE. WA R A REAT.

ERAS TR ERGHMN, wpER. LA, TEREHM.
EEMA. BN, LM, FHN., THEERN, BEHN. BN AFE
RS HZFHERRSAMA, RACGERGH T MaKkE.

XEHATAACEHXEFE, Hlie, BERLSGBEST AN,
B R Ao /R AR ARS, HERERARBDFEMN, FFLAMN
Fo /KB A Fo/RAEREH.
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R AAEFAN, CTARAWEMNESEN. SEGRERE
MNEEH: FHALGYH, w_FF FTEIREE ARFTHLEY
RERBHE, wEAEE ALHEXR_KTFR, BER, XL
RR G, HeohiBh. Fhihhh, BE THILHA
ALBAR, ML, AWM. PLH. TEARFTARAKRTIH, BR
HEN, - FRAPBREXL_FPEEHR, AAK,

EOHBAAEARL: ABEPBROGXRTHE, EHk L.
Bt Fo. 9. LX BE4E. ENcIEEL, PERGLSAR
FHhE, sk —84ks AridBi E25ATHEEMNGEAK
BAA: PHleERAFBHEIRT Ui REL. X2E, 5. &
WA EL, AEAANFLNHGESRBE, o TARDHEE:
EBRE. e, RARMPBE, ELGALNP/ARAHNL: Hli
FEFFRBEFLLAN, PRALHEBHRSE. RALHRBH &,

Hle, BELARC_ER, REAZGRE, RARARE, FERRIA

ROEQRBZH, TSN ENR: Fl, AFRRABRERPTE
Hu%%.

HATTARALLS N wRTFELEEABR. BERLREX
BEZKFLRELSYW, PHEMAK. RULHBHPELBRLER, AKX
KRB, wESRANER, SRR XETRAFZMNES
3 Ao AL

ETREREEHN, PALHEH, Hlefhsk. AKKPLEE
B, ANEH, wdEEH. BEREARSESRTLA PRET
;o EwE. & A B 5. AfRFYHE.

MAPEEFLAEEFSI 0.1 £ 95% ERALH, £k 0.5 £
90% .

AL PiERESY, RARHEIALHAMNBX, LTAH4A5LE
BE e/ AR ERDELRGHR( LN ) —REZELDATE
R, TURALHNIHERY. LTRES506L5—HASHCHKE
FHNFe MG RENGRESD.

RAOMHTHRGEALS LI CHBREHN, s, LEE. ZRAEE
B (%), RER, PER AEX(AHE). #FX#. anidochlor.
MELE. FAS. BER. ¥x#&. azafenidin. WHERE. ¥

19
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R, EE. FEEE(PR). XEH. benzobicyclon. #hEH,
HEAZ(LE)., AEARS. TRHER. LFER. ETREE R
M. BE¥EM. TEE. butroxydim. T3##&. cafenstrole. caloxydim.
MELE M. carfentrazone(-ethyl). FTAKRER. FX &, FFH
SELER (LK. T4, 5%, B£%. cinidon(-ethyl). 3%
ﬁﬁ\ﬁ%%‘dﬁuﬂm\ﬁﬁﬁ.&ﬁ&‘%%ﬁﬁ,iﬁﬁi
. — §. W v . clopyrasulfuron(-methyl) . cloransulam(-
methyl). cumyluron. # £ #. cybutryne. X¥E#H. HKAEHKE. £
B, FAE®. 2,48, 2,4-BTR. 2,4 3RR. MER. RZX
%, 288, A¥ 72 (¥®). diclosulam. ZEEFHF B, FAHN. %
$.5 8. diflufenzopyr. M. %¥F. —FERK. —FARLF. —
Woy#E g, dimexyflam. AR, WEBEE. &FER. RAER,
#HB%. FEE. epoprodan. HE XK. REF. TLTHAR. EXR
% (F&). ¥ ¥. ethoxyfen. ethoxysulfuron. etobenzanid.
Zok £ ¥ 2 L8, fentrazamide. x¥E K (FtA®). XFERFA®-L).
EE R (T8). E4E. florasulan. AR FERX (T HE).
fluazolate. flucarbazone. flufenacet. "t EH ¥ M. AWER.
G A S k. flumipropyn. W=k ¥EmE. A¥ER. A4ER. LAA
¥ 5 (L8). B¥r. flupropacil. flurpyrsulfuron(-methyl.
sodium). HTH#. ARES. SA®ALR. RZEH. flurtamone.
fluthiacet (-methyl). fluthiamide. REFE¥E®R. FL&HH (&H).
B45 (FR4EE). halosafen. WRARAR (LRAALTE). Kb iR
A2 (F%). 48, %¥E® (FH). imazamethapyr. imazamox.
imazapic. XREM, XE&, k¥, Sk E. K (TFE, AL,
HER. FARE. FRE. FRE. F-¥8tE K. isoxachlortole.
isoxaflutole. "2¥ 8. LAAEL. F¥EZ. ASE, 27 4 K. 2
¥ 4 {8, AESLER. nesotrione. XHREM. AT, E 3
¥E%. wwE, 55K, (o) FAFTER. HELRER. TAE %
S@. TEAB(TE). EAX. 5% Eak. REA/AER. EX
. MeEER. R¥EL FEH. KKK RZ. oxadiargyl. XA
oxasulfuron. oxaziclomefone. ZAAES. BEHN. THR. —FXK
#. pendralin. pentoxazone. #¥ 7. R¥EFH. ALK, ERE(F

20
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B). HrE4. ¥R, M. BYER. Fa¥k. ARER. FEL
f.7 % . pyraflufen(-ethyl). wbebsk. REXE (T &), F 34,
pyribenzoxim. #M3¥ . =¥ %4 . pyriminobac (-methyl). % 3FaEk.
—fEnE. TESR. XFR. TAZ(LH). EAEZ(WARE).
RELEE. #AZ. B5F, HEH. sulcitrione. FHEE., EX
(P8, 245, FE5%E. ¥R, H#TE3HE. tepraloxydim.
BTE. BT4A E95E, E5snk E28M8,. thidiazimin, &
EE(PE). FEF. HEF. BHES, FER. BEXE ARE(TF
). ¥R, R¥EXR. REIPRBEFE.

ETAREECCERLI X AAMN. F XM, FHAMH.
FE XA, EEHN, HBHFEAPLELERARH —RGRSW.

ERALAHTAREAS. RANANX 2R~ TFRAERHNE
GEABXER, ARTAER. %%, L&, BN, FHAF|
BA. EMAERFERA, ik, HF HFXBAEFF.

AEPERKESHTRAERDFETREERD. ENLTALESE
FABALEF.

ARG ERAS B ETRAEMEEGEEAALA. AEELL
RAFHEHKE. A%, RASAEMALEABRA 1 LE 101
Z ], KEHFAMS LED TL.

EEPERLSBAORNERERTALRLT 7| Lkpl.

# & A
3t
HN O F
FSC—Q CN
04§ P

21
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% 0.5g(1. 3mmol) &9 3-[2-A-4-RE-5-(T-1-%--3-HAK)-X
Al-1-RA-6-= £ FE-(IH, 3H) -FR-2,4-—84 15m & N,N-= L
EXBOROME 210CFHRE 2 Mo, ARELE KRS, FREN®
WBLAELSS. FERBLBRLE-REE, AARATRANSE
FitlE, WERARRZRASTTHRE. $ARGHHAEARSBFHRGAL
LA ABTRREEGESL, BROR/LRLE (KRR 3: ) RMK.

WA E T 0.20g(FTEFW 40%) 6 1-RE-6-=RATE-3-(6-K
8- B -2-F A -F wbwh-3-2) - (14, 3H) %= -2,4-—¥.

'-NMR (DMSO-d,) : 7. 80; 7. 83(d, 1H).

g4 2

HSC\
F.C
CH,

% 0.85g(2. 3mmol) #§ 1-[2-R-4-HE-5-(T-1-%R-3-FHA)-%X
A]-4-FR-3-Z R FH-2,4-=&-301,2,4-=-5-F¥A 120l &
NN-—ZAEBHRSHAE 210CTHHE 2 o, SHEELkRS, A
Rt (pH2). ¥RRG A HBIRELSH, Akxk THR

Wk T 0.84g(ER 6 98%) 4 1-(8-RE-6-A-2-FE-X
Fatwh-3-R)-4-FR-3-=KFE-1,2,4(1H, 4H) - =" -5-5W, B
144°C (logP:3. 37).

EMF LM 10 2 FERBEALBHEF Fo—uHE, LT
WM& ETELPHX Q) GLED.

22



1
R AN
R4
07 \ s @
RZ
21 X (I &&HEH
ZhHE z R | R [ R | R | sesxs
0
3 H,C.
NN | F|leoN| cis | B | H |mp:1s3C
¢
F,HC
4 / — F | CN CH,3 H H | mp.:159°C
H3
)
5 H’°‘N’4
,{l N— F | CN | CH; H H | mp.:63°C
F,HC” x
6 H5C2\N,Z o
J\ N— F | CN | CH; H H | mp.:166°C
F,HC =N
O
Hac‘N’(
7 HN“ FICN| co, | H | H |mp:109°C
F,HC—CF,

23
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Lk z R[R [ R | R | R | peus
0
8 7 WN—
_ F | CN | CH;s H H |logP=239%
H,C
0
9
HC‘</_‘-§"— F | CN CHs H H |logP=2.07%
3
10
FC / — | F | CN | CH; H H m.p.: 75°C
3
0
11
FG 4</:§v—- F|cN| co, | H | H |mpsldreC
3
0
12 Hscz\N
)\ N— | F | CN H H H | mp.:147°C
N
o)
H,C.
13 : NJ( |
W AN | F|l O CH [ H| H |logP=318"
FHC” x
HC 0
14
o:%_ — F | CN | CHs H H | m.p.80°C
0
15 Hac\N
)\ — F CN CHs H H m.p.: 57°C
re” N

24




(XN N ]

]
LX) anpge

FhHE Z R RN
HC O
16
0=2V i:‘“ F | Cl | CH; H H | mp.:48°C
Hscz/\l o]
0
17 Hscz\N J(
)\ N— | F | CN | CHs H H | mp.:101°C
18
F|{CN| CHi | H | H |logp=422"
0
19
N— F | CN | CH H H | mp.:152°C
0
F3
20 Hsc“N\\ “lr|on| cms H H |logP=411"
\ =
_CHF,
21 Hac“-N\ X~C| F|cN| cags | H | H |logp=373"
\=
_CHF,
22 Hac""-)‘ —C'| F | CN | CH; H H |logP=349"
\ =
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% 1 ¥ logP 1% # B EEC Directive 79/831 Annex V. A8
@it HPLC (F &k AR 6,3% %) £ R 404 (C18) L2 89, MmAE: 43T.

(a) BTFABELBARNTGADH: 0. 1%58KER, TH A
10%Z S Q0% W HBHE ——RAENYRKBELERAEL 1 TA a ki
it.

() AFAEPHEEBARNZHADM: 0.01M BRALZ+ KB R,
LHE; A 10%C 3] 0% LR SR HE —— A RBERER 1 T
A b) #iT.

BREZ BB logP AWM XLHR-2-F (A F 3-16 A &R
F)i 4765 (QlogP AR B HA LS RMZE X EARABLRE B
) ) ST 65 .

Amax MG EIEEFHGERIAEA 200nn B 400nm & UV A #
o Ea,

R (M) &g BH:
L34 (I1-1)
0O F
I:%N‘QCN
o |
A\
TR 1

O F
0

O—CH,

26
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LX ] samn -a LT XY aAm am

3% 8.0g(50mmol) & 4-F A -2-F-5-FAE-¥X K. 7.4g(50mmol)
WHARE PR EA 150nl P RGRSmBEAL2 X, REmA 0.8
B Aa-—PRAAE-NR, ARROYARAERK 24 V. REHRSH
kG RGP ERPLBLERS, BIRELBRLENG W, AKK

HRAET 11.2¢(EAEH T6%) 6 N-(C-A—4-RE-5-FAL-
¥R -RE-PEERE, &5 245C (logP:2.51).

b

0O OH

Y®R2

$ 10. 6g(35. 8mmol) 45 N- (2-f-4-RE-5-FAE-XR)RKX =T
B3 B e Am A 3] 300m] — R PR T, £ 10-20C T 107ml (107mmol)
=i (M E=R/FRP). HRASBE 250CHHAF 2 X, AR
L, FHHF 10 04k, HAIRESF EKFH.

BB T 9. 2e(HBFH 91%)#H N-(C-R-4-RE-5-FXE-X
B)-SRE_FEHER, 8% 247C (logP:2.04).

%3
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# 3.0g(10. 6mmol) &5 N-(2-f-4-RAE-5-BA-X R )-F X -F&t
F . 100ml & B, 1.91g(13. 8mmol) 8y &k 47 #= 1.39g(11. Tmmol)
HRAk RS S REEIA 18 M. RERARSBRE, REH5T
BLERINEKRS, BHRESBREN 9.

B kT 1.8g(EiFE 52.9%) & N-(2-R-4-RA-5-kmik
AA-F1)-E -_TERER, BE 242C.

£364 (I -2)
0 F
@N—QCN

% 1.0g (3. 55mmol) 89 N-(2-F-4-RE-5-# A -X X)-REX-F&
EakL 1.02g(3. 9mmol) 45 =K A A 0.30g (4. 26mmol) & T -3-%k -
- A F 40ml SwHE kB P, BAAP(ESH 20C)TF, MA
0.70g(3. 9mmol) IS B — R B — &% (B T 20nl W& kb P). #H
S 25CHM 24 0, k%, AR EARTIR/ LR LE 2:1 %1k,

HHALE T 0.35g(RibE6 20%) 69 N-[2-R-4-RE-5-(T-1-&
3-R)-FA-EA)-4FE-_PREEE, 5.5 170C (logP:2.92).

B %34

= #%4) A

FaA e

pr b4 ¥ 2 AW

AeH: 1HEFORFARC R

HEELSHERLSHHNE, ¥ 1| HESHERLS B LR
SHEMNRES, BHRATHLMNMA, FRAKERLBABENE
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R
BRBHDOGHFHIABFOLE T, &4 24 e, LEAFE
AHEHANBK, EFEIEORLEARKELETNERRSY. ABRTE
RAORE, B EQERLSMGHRZEL 1000 A/ ARGRFE
A

ZRAE, RHPORERELSALENBOLXFALE, B
4% E%.

HAANGL =T

0%=KA4E A (5 AL EABE)

100%=%, 24 3% |

EHEBY, Hlie, #&L#EM 1. 3. 5. 7. 10, 12, 13 F= 16
BE LB FTREFEEEN, FRLEMPH— LS E
k. KEFf ERIFHETT.

£ #%4] B

¥ERE

A b EETAMN

LR 1HhESHRFERLHE

HEESHERALS AN, ¥ 1 G ETHERALLGIEHE
FHEMNRLE, BHESHAALARAN, FAXRERILEHFBENE
.

GHkE 5-15 EXANEBRHPELSORRFEA—LINHEE
RASWE A, RBRTRGKE, EHELSHGHFEEAR 1,000
HFKR/ ARG EER.

ZAE, FHPOREEEL RAHEEMLE, THEHEETY.

FAAHE L T

0%=A4 A (5 k& 2Z4H)

100%= %, A 3R

X, #4 T4 2. 3. 5. 10, 11, 13 #= 16 6944x
L% 2 R E B, I BB b6 — Rk A o b AR R

i

3

8.
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