[19] FEAREMEERMR~ZNGE

. ] & B & F O RO

L H S ZL 03804273.8

[45] R AER 2009 45 27 H

[51] Int. Cl
CO7D 251/48 (006.01 )
CO7D 409/12 (2006.01 )
CO7D 405712 (2006.01 )
CO7D 401/12 (2006.01 )
CO7D 403/12 (2006.01 )
CO07C 279/26 (2006.01 )

[11] AL S CN 100491359C

[51] Int. CL (%)
AOIN 43/68 (2006.01 )
AOIN 43/90 (2006.01 )
CO7D 495/04 (006.01 )
CO7D 417/12 (006.01 )
CO7D 413/12 (006.01 )
CO7C 211/42 (2006.01 )
CO7D 471/04 (006.01 )
AOIP 13/00 (2006.01 )
AO1P 21/00 (2006.01 )
[22] ®i&H 2003.2.6 [21] &igS 03804273.8
[30] 454
[32]2002. 2.20  [33] DE [31] 10207037.7
[86] EfRiE PCT/EP2003/001157 2003.2.6
[87] EfA% WO02003/070710 4 2003. 8. 28

[85] HEANERME A 2004.8.20
[73] £FWA  FRIEDRZE A
stk E SR
[72] %A K- &E H -« e
H -« BREHEA L« F/RE
T« B8 HeW/RHKE He
[56]1 &%k

=
21

US5527954 A 1996.6.18
US5250686 A 1993.10.5
CN1212687 A 1999.3.31
wWER /T
[74] erRENE TEERFH S REZRASEH
[ELTE 070

REA R
BURIZE SRS 4 BT BB 15 84 11T

[54] ZEEEFR

2-FH -4 - ZHEH-6H-1,3,5 - =8,

A28 7 1k DA R LA S I B 5 R ) AR KT

5B
[57] BE

KD EYREHE: HPRER, X'E

XN YN Y Ko Mlm BanAURESR 1 MR(T) AT
€ X, FIE AR A Bk B0 SR A R A
FaTURAMARIE K 6 M VA — BB &M
BRI R ( S BORE K 11) Hl 4% .

NTTN / x : 0)
I e | 3r——, R
R'RZN)\\NJ\ ,S’Ix X



03804273. 8 W f E k #B H1/45

1. X (1) ked KLk,

H
2
NékN /Y Xd\)(3 s
JS S C K
R'RN- N %

H

RAERNEREFERIBAR. AREBRAKEZ RSN RTRAHN

#h FEEEAC A RAGAMERGBE,

R &,

RY A&,

R i AmiARE. CmdX (o miA,

XX XA X RREABRIRAERRT, LE2ERTFR—I LR
S BARE R ERA,

V). RAEHEFARB AN -NER, ERAERRXE—/NHP
A Co Bt AR BRAR,

VEEFE, &EF. AETRELLE, F

nAZ0. 1K 2,

2. REAFEZR 1 GoHREEL, LF RARVERE OB
LA ERT.

3. RERAZR IR 2Q9LEHRAREL, LT



03804273. 8 R ok P OFE2/4m

Rl h g&R Coei, H
n & 0. 12,

4, RPBFER IR LGB IEER, £F
V), ZABHEFEARELAN-MER, EAZBRRAKLZ—KEAN
HARAK, H
VEEFE, EBRF. ARTREHE.

5. MERABR IR 2MGLOPREHE, L+

RS

R & &,

R' & &,

R & &0

REIETHZGERTE,

XX, XA X RUEABRIABET, FE2ERTFR— LR
S8 B R ERAX

W), REEEFAREZAN -HER, EALRRIE-INKE
ANFEBRNK, B

VEEFA, ERF. ARRTRILE.

6., —AHBoRAERLLES PE—FAFEXHX (1) e
BRERENF X, Las
a) X (II) &é%
H-R®  (II)
A RU RS GRME. RBRARE. B, BEEARFO TR

3



03804273. 8 R #E ok POFE3/M4m

£, H5X (II11) #9383 288 B 3 5

NH, NH cﬂ?ﬂ ><£4‘x3
2 m | }.;.2_ 5 n
R%m/kwkwﬂ :%X(R% "
R4

és
EY
b) X (IV) 1o
A
L )

R'R* N °N” "R

AFRRTR#Z#AREEZL, 5X (V) BEILBRRER L

2 4

B X~
0 V)
H. 1-X " (V)
N "X
R R
5
c) X (VD) =R #E-1,3,5-=45X (VI]) R REBER K
1
N N
N (V1)
R'R®N N” "N
El?s
Y2 X4\ 3

W’]Z}x
( )m 1'X2 (Rs)n Vil
O=C=N X



03804273. 8 R sk P OFE4/4m

éi
d) BREAELH (VIII) =42+ WA R, E2EELARTH
= AR

1
/Y2 x4\ 3
NN (Y X
| (O %(ﬁ% (Vi)
R'R*N- N7 "N X"
{ 4
rR® R

HEPAX (II) . (III) . (IV) . (V). (VI). (VII)
Fo (VIII) , £H R RN RN RL R XL XWX, X, Ve VAS
SnfnZiX (1) FHRX.

7. —FREMNIHEBDERKBATESY, L0645 —H L FrdeiF)
Z2RK1ESPHE—FHX (1) oW RELERA FRUEDGEP
B B A,

8. —MAFRHUFEEAI AT ALK T ER, LOSUR
BAEH— RS RAER 1 2 5 FE—HHX (1) LbHha i
#ERBEMY . MPFTTF R ER L.

9. REARFEZRK1E S PHE—FAAX (1) oW RELEMA
PR35 R S AR A KR R 64 R IR

10. BBRAZL O KAR, THIEETF, X (1) HLEHK
LAXEBFUEDIAL RESGEAT A TR EEHRAT 4
%,



03804273, 8 i BB B 51/84T

2_’ﬁ|£—4—:‘%'ﬁx£—61{-1a 3’ 5_-—:-‘§7
E W& F EABREA DRI R Fotlidh & KA A 69 A

BARAR IR

AEATARERNRHY AR AT A HERMAR, FHEEH LA
BFBES T R R ERRAFLE fo— R M3 G Y 6 R FE
MR AGRIEA .

FEHR

B4 2-RA-RTRAE--2HEEX-1,3,5-=% (AF Hldb
US-A-3816419 & US-A-3932167) & 2-AL-4-RRE-6-2 K-
1, 3,5-=% (W0-A-90 / 09378 (EP-A-411153) . W0-A-88 / 02368 (BP-
A-283522) . WO0-A-94 / 24086. BP-A-509544. EP-A-492,615) , &
B4 1-REA-—HRAL-1,3,5-=% (W097 / 31904 (DE-A-19607-
450) . WO-A-97/19936) ERARERHEME KRBT HFH,

R, ERiEERGITEDEAENE THDGEERRIEN K

MAER EINBFHGYFAEIFEARE. mE, dTHEFHELS
BB SHHHERR, RAESHBFATHEARSTFEFR, B
SR RL A KRR 2, - RE-1, 3, 5-ZH T A Al
HABREANEHDERBIAEA. RTERITFHERSFRBHH
Mot BRI a2, KRS YRR E T IRARNGH &L
FHa KRB =584, BARKAFTHAHRGHRT, TUAERF R



03804273. 8 oW B E2/84
BT HBFNNANE =%, FTRERERAF TR HRAN T
w] 4R
KRN B
AEBARHEXN (1) WA REE

H
Nék N /Y2 XA\ X3 . "
| o | E}‘T’—‘—z (R),
R RZN)\\N)\NﬁIX -X
lLs R* |

%t

RAREE GBI AE. X MRR"EGER (LF RA REEFH
I H, (C-Cosik. C-CoaHmA. (C-C)Hit. (C-C)
FRARCCIFHER) . XAZEA1EVOAKETH (K
RK) BARBEL (KL 1 ECAKRT). AALEFIE
INTRFEHLIEIANLAN Of SHRIRRTHHRRE, £
B, BHAAXEARA (XTHRRE 6 AMRBAZHEAR
BERRKBERRN) . ZEH 1| £ 20 MNERTFHAMBHBE
(i 1 £ 12 BERTF, #HAZL 1 E3AHERT), RRVAR S
NMRUYAHAGERF—RMREL I EIANKETHRL £ 4AEK
BRIt Ba Al % 47 A0, AFYRTHARRTFZ
s, MERBENACHRARTEAE N, 0 F S, FEHEZREZ
BARZEBRY, AV EHE—NCHEBRKEANSEARA VA R E
A1EWAMERET, £ 1 E 1DARKRT, #3521 £ 104
BET,

R3 ig\ -ﬁdit\ (C1"C4) }f’b-ﬁg\ -:(C1—C4) %i%x (C1_C6) ﬁngw (C1"
C6) %-ﬁtﬁ\ (Cz‘Cs) %%i\ (CZ_C6) &g\ (CS_Cé) %%£~ (CS—'C6)



03804273. 8 o P E3/84m

TR, REAAEFE (AFPWERE 10 MRAABEIHE
AREGBRIEBAY, ARCERREAGINLALLE 1 £ 12
AERT, HARLEILOANARRF)RX-B-A6mLt,

A REEEF 1 £ 10 MRBRFHERIIRBE, bk 1 £ 6
NEBRF, FBEARABBRAREZRALY, A

B & X~C0-. -C0-0-. -CO-NR'-. -S(0),~%—S (0) ,~0-4§ —#
AH, £F p=0. 1K 2, ARREA. LA 1 £ 6 A NKEF
k. XA, FEA, BA3E 6ARETFHHRREARLA
1 £ 6 MERTFEHHBLA,

EFOEBRKEAG-B-AVEA 1 £ ARET, it 1 £ 104
BRET,

RIREX-ZI-REEAR, £ ' AR sikegz L,

RSk E. KA. FREBER. A X-IR LA
(EF VAR IBERGEL) , AEH ubpey A —RAREL
HA4ECANARRTFHRLR, EHALSHRRERROLES 1 £ 3N %
BO0.SHANHRART, FEELIRZERAGRE—-RE N
BRE#E. (C-C)rAfERGEARK,

R RV RARBUEABIWAL (RTwR I 2H4H, I RR
RE) AAHF 1 EWANAERT (Hhit 1 £ 10AMBRERTF) 43R
BEA. AFBE (REEAKRLEIESARREFHLRBL, 4
ARIEOCANEKRT). KBAA KL IEINKRTFELE 3N
HHN O SHIRTRTFHEKRLE, EFTEREE 3AMLH
BEOARCBRIAZEBRAY, #LOERKREAANKLEEL SR
S0ANNERETF, HAREE 2 MERT,

A RERNEERF—RMA—A CRVEH (45 VR TIRE5R 8
MY A/ A VEABROEARNR LS Ve /R VARGEE
RI—REALA ZEZSAERT (HAAL3E CAKRTIH



03804273. 8 o P E4/841

BALAE., AAARLIEINKRTEHLIEIANZAN 0 F
SHRIRFHEFER, AFHTRARE 2N EAAZAHARER
REBEARY, FLOERKRALEAREREA 2 16 NER
F., #AREE 12AERT,

. XA X BRREGBRIRABRET (A2 NMEARTFR—ANA
FRABAE PHEXARK) , RBERTF, A ubsreg X,
XA X HFAEE-ANHALT—RMAAK-0-. -S-. -NI-HK-
NR-#9 —# & H, £F R 3 R &EX, HRiEHAR C-C) k%
A, RAXREZF4L X, X PAXAASASREEEN £ 41—
BTG RAEREI R FT®R 5-K 6-LIK,

W Ao A=HAB Y, A& aksBae vV AAAX-0-. -CO-
. —C(=NR) -, =S(0) ;= -NR'=H-N@O) -84 X H (¥ q=0. 1 K
QAR RHENL, BhEHE. C-Cokk. FAIFL, #
ARR. CCIREAREE) AXN RVHEAR (AF RAR
ExsL), B

Y ke YV EXHERARELLE, AFAEMFGFT Vi VAR X
BFE VA VAARSREAMREXNERTAR, BE T
(). % VARLFARNEREL CETRAREET VEOERT—
AT RS HEIARA R FHEF®] 4-£ 8-HK,

I' A I AAHLE ARG ARAX-0-. -§(0),-. -5(0),~0-. -
0-S(0),~. -C0-. -0-CO-. -C0-0-. -NR'-. -0-NR'-. -NR'-0-
. -NR'-CO-. -CO-NR-#4—#£H, £¥ p=0. 1 & 2, £ R'AE
. EH1EABRRTFHREA, XX, FA, C-C)FREX
EA1Z 6 MRETFHRBA,

mA& 0. 1. 2. 3Rk 4, HARAIK2, A
nA 0. 1.2, 3 R4, HAR0 1&2, LERIK D



03804273. 8 o P E5/84m

i E T M RMRA B (Fld HCL, HBr. H,S0, & HNO,, &
TIARERRHAR ) mAIHBHAD (FAlREAIXREAL) £, TH
X (D) o uik, AEZRTFREXNALENERHBRRE (4]
do B AR THLATHFHGOER (&REA) BRAZL. AR
L EETHAEFIRAEAETHRARE (FloABIAAR) FHEL
TuHREE., IRAELRF 2 BEE, HAARLELE LML
LRUEE (BAAMBRFE)RNETUAREER, BAANEG H
AXRE (WR) &8 %,

ATHELEATFX (1) RAAATHALEXT:

EoHEARAY (B, 'R, LETRTEA SR TFHHE
4o-CO-NR'=) , A-B-AR-I-RHEBIBHIXG—ANEL0LAATL
B -CO-NR'-A"%,~CO-NR'-R°, # 4F & H-NR"-C0-A' -NR"-CO-R’,

EoMEB-).~F “Ei” RiopbZ X4, FEFELAMNG A E
A EEE2 RERANBRTESE, MERT—ANAY XA A4 E
HEASSERBETE ANV EAALLY A B

XSO~ ARNEATEARANEREGRRTRERET 0 A
§EF, BPdeRk p=0. 1 X 28, WLHHEKX-S-. -SE=0)-(XHF
#H-S0-, TABLEL) K-SE0)~(REE AH-50,-, #®L) , Rtk
2 -5-0- (ZAEABLAK) K -S0-0- (EHBLAX) .

REFAARBLA—RENRFABEH THALFAENLA, K
B —RENEBERTF (£ERF) THARNHET, ARLLOEER
F, E YV HFERALTFT, TEELAAZX-0-, -C0-, -C=NR) -, -S(0) -
. NR-R-NO) -#HEHF, 5XCRYVHEARMER.

RiEFLE, BREA, ARA. AREL. RAAFRAKARAR
Lt RbpFafe /| RBBRGEHRE, EHE-NMFATHROFELFL
MBEIENFEAARLEEEA LM () RIEANHERR,

10



03804273. 8 o P ZE6/84m

“C-COBA” WARKREE 1 £ 4 NERTFHREANEE F
X, FaEFE, X, I-RX, 2-AK. I-TA. 2-T4. 2-F A&
AERTE, BFERHERTFTLEGFTARES I “C-CoRA”
CAFEIOIERA ES B R TROLERIBARA, PPARE KHEH
BAHBA SAE6ANAKRTFREA.

RAEAHBNGIEE, ERERE, 8% AR, THELHE
BHEALT, Rkl EH 1 ECAKRT (HF3R1E4AKRT)
RERMFEGEALTER 22 6 MRET (HAR 2 2 4R
F) R, A (AHEAFZAREAFHRLK, AKX, &
WRF) Al FER, TX, ERARE. E. F. WK 2-TE,
AEAE. A (WETHE, FTAR L339 TR, A (wiEE
A I-FLER L4-—FRE) ; S EARREABRATE FREAY
TR R F R L, BRARF L IHRE. HARX. 1-FHR-2-
AW, -FRA--RWE. 2-THE, RFA. -FRAARKEAKDT
WA, RgHak, I-FEAR-2-H-1-K. 2-FEA-2-H-1-X.
T-2-W-1-K. T-3-H-1-8K. I-FRT-3-H-1-AR 1-FAT-2-
H-1-4,

BHALBHNOELA - NMA LB E/ARIH/RE, &
L,3-T2WA 1L,4-Koh, BLAHFREA—RENERRGREY
A—HEARRREFRL, SleA_HA (L2-AZKK). 1,2-T=
WAE 1,2, 3-KEBmA,

RARTHIRAE, T-2k-1-A, T-3-%-1-%, 1-F4
T-3-pe-1-K, RELHH CIHELE —ANh Lty =437 5h A A — &
FAZHAR RS AREH LRI LBIEE, Flde 1,3-TEHEK
3- R -1-BR-1-K,

Tk (it (C-Co) BRAHXF ) RFE G R8N
BRI ASRGL, L PRBEIHARAR. EXBABROEL
T, BRABREAMLEGE, WAL ELTHANIRFARRLR L

11



03804273. 8 oM P ET/84m

ﬁ y Fﬁ‘ 3‘&&\ E g'] &ui=CH2 A} =CH'-CH3 Ay =C (CHB) _CHB A} =C (CHg) _C2H5 .ﬁ‘
=C (C.H;) —C.Hs.

FRERTEARE 3-8 MR T LKA REE, HlRE
A.RTE, AEAERAKTE, EEBRANEREANHALT, L&
EABREGHAEL, AFPRRREAREESTRELLE, FloTH
AR FE, ASBRROGTREGERLT, L0 REAARE, #)
o =R [ 1 0)TH-1-A&. —3R[1.1. 0] TH-2-4. =3r[2.1. 0] &
Br-1-2 . 3R [2. 1. 0] R-2-A . —2R[2.1. 0] RE-5-K. 45—
1-R R Mk-2-%.

RWBARTRARLA 4-8 MR FHBKIEF %, HH Ribfe
AR, Hldw 1-3RTHEA, -FTHE, I-RAHE. -XAK
A EHRAHER I-FRTHA. 2-KTHA, -RTHLE. 1, 3-3F
LoHAR LA&-RLoWA, ESRAREGIXHEGHELTAEMRE
A BT 2 B SRR A 6 £,

MERTH R, £ ERk, IEA IHEARREAEATS
HARXTAARGIERT (Rikik R, Ak, HHRALH AP
) HKHRZLBRGRE, @HEAS L, fltgki. 28K
#. CF.. CHF,. CHF. CF,CF,. CH,FCHCI. CCl,. CHCl,. CH.CHCI; &
& K740 OCF,. OCHF,. OCH,F. CF,CF,0. OCH,CF, & OCH,CHCl;
EAAXMGFZXEATRARRARAALECE N FRRGLAH.

FERE- DA RFHEAR, FlRE AL WAL,
AL 2,3 EAH R, RBHEA. HARLMYD, HAERL,

REEAKK (£IHA) TARMEF, RibfaR ke, BRI
FHECHEN, ERECHE—REAN (FAR L. 2R 3IA) £
FARFHRERTF, Kk N, 0 S; HAFEZAFTEHF 32 7 AK
BRTIOREARIEEARAEE SR OANRREFoLEAE, FRALKAR
TRRBETES 1| NRES—RENEBARTHEFRADINR
(#FX), bl —-RE3RFHRKA, Atk hE4 1 Nk g

12



03804273. 8 oo ZE8/84m

N. O fo S S &RBRFHRF®RRK, Fliotsgh, stogk, REER%
R, —FHREEHF 2RIANARRTHTENGRFRIR, FlhoER
A, kmA. gk, =X, Bl Ko i Bk R
A, e X, ke KB =k R EFHRAAAFRE N OFf S HRRTF
HHEMRALEAGLTLAR, A TRE. REXTREA, &
RIEAKE (FwEskvhd). ErEA. shdki, stgRARRR
-

EHREEAEHF 2/NMEHA N 0F S HERFHHRHSRTLEAL
HATER, Fllkdl. AT RRE. ek, FREHK
A ek K, FRER AR DR,

AT2BRRGEAFAANBRETUAL R TEHARGRKL, &
HEA, EALTUERERELARR ELSHFEN LR T L,
fBlhofe NA S AL TF.

Kk R A EHARLE 3 £ 6 AR, RELA. %W
Aok, RACREE. 2-REXRTREE, FRAXRTREE, &4
HMASA (=w&askdA), sttt RREANIKET (FHAEZKRE
A, -RAXRTRE. FREARTRAXRARIRARL) HAK
EH, REAF LA IANALBRTHETIAR (HlooBrA, R5K. W
A, =4, KBA, Ee A, Roe X, R, FEeRK
s, Zed R kEE. CERERAE. ek, FUER,
ek b 2. FIErl B A KGR ) |

do R LML AR ENE (=4 ) KA —REZXHA
“Bit—REANME BAK, WAEE-NMFATEHEELE N ME
Fo / R ALLEH £ AR E 44 15 44 B B BRAX

BERGE (BRAMEE. S, RE, FE. XA ¥
. BREABEFE) RTH O ARKYG ZEMEGE2RRGX,
AP RRRARF—REANS (KL 1. 2R 3AN)2AHE. K
4. mAE. A KA. A BE. KA. B28EA. REX

13



03804273. 8 o P E9/84m

A, REA. FBA, RATBREA, £-Z - RAEE. 2BRAHKA
A (BEARE. $-A-RAL) . REABL. RABRARLER
AAHEATHREA. SRA. BARARE RELARA. AFTE2ERK
HE-BRRARERLERENEK, RE “BRANEK” (2R
REGFEEE) RTFEMBEG LR EEHARREZIN S QI Y
R Fa R B FHBEHABRRE, WAZBRRAXEBRAGERL. K
E.ORARA. REX. XX, REAF, EXRTREARBEROUER
REFEBAHEALT, T QLA B G E T IR EHI
KE, FleZdERE (PEFEARXRECE) BRAH.

P RATEFIRGBRARE ( “F—BRKK" ) ZHLRBRES, N
NEZTRAEMESRZHGAF A T REXE —ERAREG—FFRA
E#—FBK ( “BF_BBRRE" ) . sTEBTEA S MRKEA,
RiF “BAK” KRR L — AN RREALK,

itk A TERARK R BRARE A do:

fE. BA. BE. AE, A A, BEA. BB, S &K
Aas R, A, REA. ABA. FE. BE. BRELA. oK
fA. NRBEARE. REX. HAE. REE. KEAL. KHEA
A, RAEE. BAREE. REFKA. FEEKE, KBA. HEEX.
Begp A FEA. AL, FRRAA. BAK. EAR. BRAK,
AR, RABEA. ERAAAMBLE, ZRAEHABL, NMRK
A, NN-CRAKRE, -RBARFEL. N-RBA-N-SLEHEE.
FE. FREA. FEA. FRA. FHRE, FHA, FREARTRE.

EEEBRRTFHEY, RAFREEA 1 Z6ANKARTHE, Kk
1 EAANBRETF, HAR IR 2AKETF. BFRAELAKE (Flk
FAR). CCORmE (RLEFEARTE). C-C)ERi (Lit=
AFE). CCOREA (KEAFAARTCAR). C-C)AKREA
A, HARFEGERE, ERBRARARNALLEITEA. FEA. A
Fo f.

14



03804273. 8 oM P 3E10/84m

ZRARGEBE (PEE-Z_BRRAYEAL) AFHHZ2RAGEA
BoE, ZHAZ2 1R INMEARRERAGLEREA. BEA. BLA
BRERGASZ N-BK; Kit2-Z B AL, 2-B -2 &4, BL&
2E, REA-N-FRE. FRA-N-BLARAR N-£3K; Ak
AR 1EANMERRTFORE, FAEARREREAIBRARGEL; =t
TBAALEATATIPARMNZNL, #Kik (C-C)RBA. HMERk
FIHER TELRARGEREIME.

REBRRXAZBRANRXARLERERARAZHRARXFHEF L H
HE. C-CoxE. C-COREAEL. C~C)HAHZE. C-C)HEER
EBMBRHEE-RE (RERZZZBR)BRRGEL, Hloap-.
B -Aa-FRE, —FEARKE. - R 4-BELA. -, 3-& 4-=
RTFEA-R=ZRFTERA. 2,4, 3,5-. 2,5-8 2,3-—f ¥4, 4-
. A -Bs-FEARK,

BRARTANRGR, HAABX LBLREIRETROELAR®
A, AP ETURERTHANLEZH LR TSR TREE, BBAST
Bl R BB HO-CO-R 49-CO-R R R g HATA B (ARAEK. A2KR
REA N-BAHEREARBIERLEREGEL. A RAKELT
B, B, DA, A NRRGBEBLER. BEBEIABR) Y
X, .

BRAETH S FTEA, HEE (W[C-CORAIZEE. XERA.
REHEE. REEA. FEERL). BEBA. BIERBA. A
1-DER AR MBAGECE, ERTRHEREAREARS T (Hd=
ARAFSP)NAINSE -T2 -S4 A LAHE. REL. XA
BREAGEABRNK, EXRATOTHRKEZHZCE L — Kbt
FRBRRGREFRBGRAL,

Fmd, BARERBABRIAA LIRS —NMANEGER T4
EHAMBAGE, FlleToA, AL (PLBEAR[C-CIRAIH
A RERL) . BHRBEA. REABREARGMERG LT A,

15



03804273. 8 oM P FE11/84m

X (D) DL OEMALZEAMEK, FEIENBHE X
(1) Pt T+ 4.

AEXPLERBEMAXN (1) AL LTARFHEREALRESY, X
X (1) o aArEEX (1) PERERERBFH IR
SRR TR, FTEBTHHRGERH NG TERY ZIRKF
#AR (Jesfar Mk, ExdmFMA. L A B FHK) 28FHEKX
(1) pradéd, HTHRIIFTANG T ENLKRFRERGRES Y P EKFRL
TIAB LSRG ERRE 588 TR0 F LA BRHMRE 67 N4
&. MERELERATFTFTIFARGLECEKX,

Blaw X (1) PR-HAE_RKE 2N ARABENEKRTREF
M, ETA R XK S #L (Cahn-Ingold-Prelog #4ik) A&, B
W, KEPLHFNREELREMGFEIREMIK, EPTEETAHE
MFMRFPOR T AESBREEFT S5 K (%e = “enantiomeric
excess” ) FEAAMHRE AL (EFH P SHGETH T etk
FHk; REFSATFHFPSHEGERT, LA BRAMIK /3
SRR M) .

FE2ETFRBFGREFN., BIFEFRR/ BTG T4 &1
#Eg, REALAX (1) FEALEGHREELRFANAFHY,
A EANAREACRRETXABRGRAGENL, RENLARLHLF
BORRETIHAN—REFRAGEL LSS HARLEE,

TREBRERLAGEX (1) EHALEE, AF—REAN
EH. HFX R R RRCR VL VXX XX VLY
A 2R o wETX#—FHRGHFREEFZ—F (FKREZES,
AERFHES) L, RARETETAEZEFTENTLNERZ
XAFREFTEL (Al EEAETRAEESIMNE C-CIRARTF) .

ETXHBREALAHX (1) LGB RALEXGHAA “REL
LRMAY (1) 7 REAFERAEN by (1) 7.,

16



03804273. 8 oM P E12/84m

Z&FEkE R.R. R, R R, RLRLRL R XXX
X YN YN n AW ERFSOMNGAEEL, et EF—&L
e FEHEXARLEL—REANTRAGRAEETN LS, HALA
EA THRAEELGRFERL PGS Y (1) RENH B4,

RA RSB EBIBAE. RE. EHE-NMEAGEETEA
1 £ 4 AR TFHRABERSHRE. R (C-C)IRBERE. (C-
COMBRE. AHE—FHHATEA1LEZ OANMHKET (#£i£1 £
6 MEERTIE (EFRKR) BAXBEALA, REE—ANMHFALT
ERIEINKRTF (KL I EAKRETF) H1E3A4%A
N. 0 F= S 9 RFRTFHEITA, RIER, RFTAEILKRA
A (AFHERE 6N AAEOHRERAREZE—RENMRA R
.85, KA. A, FBEA. KREX. BA. BEBEA. &
. fKAA. CCORAE. CCIHARL. C-C)Rrax.
C-CmAE-K (REALK). BA-K (RELK). (C-C)
waAEA. F-Z--[C-CoAIRE. [C-CORAIHEAL.
[(C-Co&mATHEA. [C-C)rAIHEE, [CCORERIHE
A, [CCONARIHERE, [CCORAXIEE, 2-R —-
[C-COmETRERE., XA, X&FE., CGCIHFREA. XH
. REEA. A, C-C)RABBREANLARNK, HELEFRL
B L FEA 2 (C-C) AR,

EFERE 24 NBRRAZGARZBERAREZ—HEN k8
B&. CN. SCN. NO,. (C-C) m&EE. (C-CIEmE. (C-
CORREAR. FoA, C-ComEA. [C-C)RAREIE
. C-COREAIHEA. [(C-C)ARaR]EAHERK
FEAFEBHATELEE C-C)REF (C-C) i
ABRK) ,

é}h* Q ‘? %E\ -ﬁﬁg\ $"§L;_ [ (01“04) ﬁbi\] 'ﬁxﬁg\ [ (CI—CG)

17



03804273. 8 oM P E13/84m

ARIHER, [CCamAIHA. [CComAIHE, [(C-C)
EAIEA, [C-COWAEIZA. AEE. C-C)mmaBLE
BAVBREBA (AP TREE INALEAARASORERL
R ARBBRARKEZ—KE AR A HE. CN. SCN. NO,. (C-C) 5
FX. C-CIAREL. AETERAFPMLEAZIRAGREGR
BRR, FELEXEAHATELEE C-CoREf (C-C) HRE
B ERBA) ,

EPRAEAROBERAGCATHEAREEE - MHATREA 3 E
INFRT (KL IE6AKRT) L1 E3ANZLAN 0F=S
WEART, RERZHA@GEL, K

RAERES MRAAMHRARAF—RHUAREL I ECATRTEL £
4 MERBRTFHMFR R FEFELRER, ETHRTART
Z4, AEZAENACHRFARTFLA N 0 f= S, HFHEEAK
ZBRRARXE—FZIEMAREHE. (N, C-CORE. C-C)HR
. C-C)REE. C-CIAREAE. C-CIRARARALN
EBAK,

R'A R EREEESHREIBHE. BE. 2-H=-[(C-C) K]
A, R C—C)TFBERAL. CC)HRBHRE. EHE—-ANHFALT
EH1EZ10AMBET (K21 Z6AMARET)H (EXRRIK) B
EAXRBEA. REF—NMEATEAIEZIANARTRAT (K23 £
6 NIRBEF) H1E3IANLA N OFf S HRARETFHRIRX.
RIFEE. REAERLETRL (X FHERE 6ANAKBALEAH
ABBRAAZ—RSINMRA0F. £5. KA. AR, FTBA.
REA. BE. HBA. KA. FHAEA. C-COREE. C-C)
WEA. CCIRELE. CCIREE-R (REARK). £A-
B (REELER). CCmmat. 2-A--[(C-C)RAEIRE.
[C-CORmATZEE. [CCIB/BAIHEA. [C-C)REIE

18



03804273. 8 oM P E14/84m

. [C-COBEEIHZE. [CCIHEAIEA. [(C-C)RrEA
RIgE, -2 --[C-COmAIRFEE. XA, X&A. €
CoTRBA. A, RAEZEL. £FA. CC)RmABAGE
B, FEEAXEARATEAR L C-C)REBRKLY,

EFHERE U NMEABRREAZBRRKRE—XEAN KA
#EE. CN. SCN. NO,. (C-Cor& k. (C-C) AKX,
WEEL ., (C-COBEA. [(C-COEmmAIHEE. [C-CIR
SAIZEA. [C-C)RRARXIHE, FEAXEAAFALT
EZE G C—C)EEFRC-C) ARAHERK) ,

Bk hTEBE, REA. £-H=-[C-COREAIAHKE. [(C-C)
AIEA., [C-COEBEIHRA. [(C-CyrEIHE. [(C-C)

BEAIZE. [CCOWAXIZE., XEA, C-C)mmii
HBAMBEBR (AT WRRE INMNESGERASOIAERL
R RBERARIKEZE—HEAMARAKE. CN. SCN. N0, (C—C) k%

A, C-C)AREAL. ATERAFRAEAZRRGELNGE
B, #ALAFRARHATELEH (C-C)EEM(C-C) L
B ERAK)

AP RREAROEAEISATHRRELEE-NMATRAAIZE
IANFETF (R 3E6AKRT) B1E3/MEAN 0FS
WRIFRT, BRIERZHEGEL, K

REARE MYVARAMKERT—RHUARLIEZCAKRRTELE
4 ANRTEBRF (HAR 1R 2AMAERERT) ytaf R etk 5
HEREAR, ATYRTRETFII, AEBALNAEECETRT
#hH N.O A S, FLBAAZBRAALZ—AEA ARGEE.
CN. (C-Cosik. (C-C)mmEi. C-CIRARX. CCIREA
ARG EBRK,

19



03804273. 8 o 1 E15/84m

R'E REABMEABIBHE. KA. AF—NTHFATEA L1 E
4 ANERFHREAIREAL. R (C-C)FmAL. (C-C) 3K
WERE, EHE-ANEATEF1EZLOANABEETF (k1 £ 6 A4
HBETF)H (EXREK) BAIBREEX. XREE—/NMHFALTEA
3EIAKRET (REZECATFRT) E1E3IANZLAN O
Fo SHEFRBRFHEIRE. #FHEE. #FAARIRIRARL (£
PHRARE 6 MNEASHHREBRRALZ—RENMRETE. &
A, &4, A, FBA. BA. BEA. KA. FAL. C-
COBEBE. CCORAEE-CCIBRARA. BA-CCIREA
. CCOREE-R (REEL) . AR (REAK). C-
CoEBEL. C-CORAmE. C-C){RAE. £-(C-C)RA
2. =-CCimax. [C-C)mAIHEL. [CCIRAR]IK
A, REE. E-CCORAHEE., =-CC)mAKE. X
A REE. CCIrmak. RHEE, REEKA, RIAREGER
R, EFPHTERE CMNEAAEAARERRALZ—RENREH
4. CN. SCN. NO,. (C—C)g&k. (C-C) @Rz, (C-C)REAX
Fo (C—C) B AR (C-C) A B X fo (C-C) BBt A e X
BA, FLEXEABRABATELEA (C-C)RrEF (C-C) F iK%
Ao EBRK) ,

KEHFBEE. [C-COBREIEE, [CC)ARA]IHEA.

[(C-COBEE-C-CoEIHEA. [CCIERAIHE, [(C-
CORMmEAIZEA, [CCI)REAAIZA. [CCIIRARIK
A, [CC)REE-CCORARLIRE. [CCIHARIK
A, [CCORBERAIZERA. [CCIREXIEA., REARF
EBEANANBABE (RFPTRRERE 2NMNERARFHEANRL
AEBRILZ—REARBHE. CN. SCN. N0, (C—C) i,

C-C) mmE. C-CHREALE. CCIRAER CC)HRE
A, (C-C)mBLAF (C.—C) g AemBL AR [(C~C) SR A~ (Ci-

20



03804273. 8 oM 1 E16/84m

COMBRIBBAMERK) , AT RAHREALEARBATHE
X.

s kg

RA RS ABRIBIK. BE. FEBEA. C-CIRE. RE-
C-CoEik. CCIRAL. =-[CCIREIAEL. C—C) X
BE, - —-REELBE-CCORE. BE-32[C-C) B#
EX1-CCoAt. B-, —-RE-C-C)REEL-(C-C) &
E. CCOREE-Z2-[C-C) RHERAI-C-CI)xE. (C-C)
BB E-C-CoA. C-CIEHA. C-C)IHE. (C~Co)
Bk, (C-C) ki, REEE. X
C-CoBmAEE-CCOmE., =-[C-C)RATRE-(C-C) %
A, CCORAZL. —C-C)REAHEX. C-C)kdti.
[(C-COamAIHEA. [CCOmABRIHERE. CCIHAE-HK
E. EEE-CC)BE. CC)RAFEA-C-CIRE., —-
[(C—C) AT REX-C-C)RE. C-C)RAHEKAE-(C-C)Kx
. CC)mBE-C-Comi. [C-COBHBE]IHKE-(C-C)
A, [(C~C)BELIEA-(C-C)RER C-C) HARZEL-(C-
C)mi

(P TREE 16 ANMEALEHARBBRRRE—AENAE
BE. CN. (C—C) AR R (C-C,) BRI EIAK) .
RCCIRTREEA., CC)RRAE-C-CIREA. XX, XK
A, EXEA REEA. REEA-C-CIREA. XAREA-(C-CIk
. RE-C-COBE. £FE. 2HFA-C-CIRE. £FA

. BTEAERRTHRA,
RTRRE 14 MEZ—, ELERFHTINRBEKRFHTE
—REARBAE. AE. KL C-CYxEE. C-C)REAKX.

21



03804273. 8 oM P FE17/84m

(C,~C) A, (C-C)EBmEk. C-C)RARaAR. ¥aLix. (C-
CoER. C-CORAEEAR CCORAKXMERRK, Lb i
APHEXREAEE-NFATEHEIZINKRRTELLIE I G
AN, 0F S RHKET,

Ed

RAE RS MRUABAHRARTF—RMREA 3 E 6 AFKRTAEI
R2IAMERERFHETRED, ATHRTERTFII, AERTU
HBEWMECRIKBEFEA N, 0 = S, HAHLEEARBRRKLEZ—
KEANARAHE. CC)RERALGEARK.

BN R AR G R

R, RREEaRIBAK. K&, ForE. C-CIxA. C-C)ikx
ARE. =-[CC)REAIRE. 2EA-C-CORE. C-C)REA
AE-C-ComiA. AR-C-CIREAEX-C-CIBE. (CC)&H
. CC)pri., BR-(C-C) ¥, (C-C)AAE-(C-C)
£, XA, XEA. XA, REA-C-CIRA. C-C)x
FEE-C-COomA. CC)RAZEE-C-CIxRAE. C-C)kx
BE., CCOREEL. KREEA. C-CIRAKARNERE
10 AfZ—, ELEXRFH FPRAABEXRTHTE2-REAAR
BEE. A, KA. C-COrA. C-CORAKX. C-C)x
A, C-C)EBEA. FEA. C-CORZELA. C-C)RAK
AR (C-COREANHERNK, R ERAFHAFREAAEF—FHRL
THECHEIZTIAREFELLIEINLAN 0f SHEKE
¥,

NR'R® & H 4% #4644
SR, A EREATEA 1 Z4ANMRERTFHE-R—-REAL. C-

22



03804273. 8 o 1 3E18/84m

C) BB A RE. N-(C-C) BB A-N-(C-ComAE. [(C-C) @]
BRA. N-[C-C) mmAIZA-N-C-CImAE. [(C—C)maR-
C-CHREEIRE. N-1(C~C) B A K- (C-C) B HEAI-N-[(C,—C))
RAIREA. XAA. FRA., FARARLA., Bk, REH. kR~
1-2%;

HARERE. BHEA. FRA. CRA. —FRAE. TBARKRE. A8
EARE. RUBRARLE. (2-RTA) HE2A. = AFTABERAR=
AT EZEA,

BAABGX (1) LOWER, £

R* Z&. £A&. CCOEA. CCOREL. CClaHL. C-
Coreik., (CCoFRsmA. CCOFRMA. RARLTEA (£ ¥
WRARE 8 NMARLAHARZERAKLZ—REA AREDE. &
A, KA. A FeA. BA. KA. RAL. C-CIRE
A, CCIRAE-C-CIRraAX. #EA-C-CORAX. C-C)
BEE-R (RBEA). £E-R (RFEFLK) . C-C)ARA
E. C-C)RmA, C-C)RmE. £-C-CI)REL. —-
C-CrAX. [C-COmAIHEE. [CCIRARIHEL. &
BE. 2-CC)RAEL, —-CCORAHEE. XA, X&
. CrCFmA. REE. REERE. #FAGEARK, L&
WERE N EBAEEARZERRALZ—RENAR AT E. CN,
SCN. NO.. (C—C) ek, (C-C)msi. (C—C)EaRKF (C-C)
B R A AR (C-C) RAEABLEF (C-C) HRABANEARK,
HERARAHGHEATELZ2ELE C-COREARC-C)AREAMGE
BA)

HA-B-AEIBE, AP

23



03804273. 8 oM P 3E19/84m

A RAXRC-CIRE. CCIEMA. C-C) k. (C-C)
FE. CCORFBAREL (LAPaTREE 6 MAXELH
ARGBARAEZ—REN R ONF. 2L KA. A, 7
Bk, BE. KA. KA. C-COmAE. C-C)HARE
A, C-CoRrmE. £-C-COmARX. —-(C-C)BEE.
AEZ CCORRANABRK, RFHTARE 2AMLAEH
ARBBREE—XEANkBKHE. CN. SCN. NO,. (C,—C))
A, C-C) KA. C-C) AKX C-C)ARAELGL
B, FHEXARAGHEALTELERAH C-C)REAM (C-C)
Mk e XBRAR) , B

B & K-CO-. -C0-0-. -CO-NR'-, -S(0),-&—S (0),~0-&§ —#r
ABA, AP p=0. 12, ERREA. A1 £ 6 ANBRET
k. XA, FE EA3EABRTFHREAREA
1 £ 4 MR THISBER,

A OERRAN-B-AREAE 12 LABERT, £ 12 104
BRT, HFEEFEA B RARHEN.

E AR

R A&, &RA. ForE., C-C)REL. RE-C-COoxE. (C-C)
Bk, £- —-RELE-C-COBL. BA-BIC-C) B
HEXL]I-CCIRmA. £-. =-R%-(C-C)RAK-(C-C) K%
A, CCYREE-RICC) RBEEAKX]-(C-CIEL. (C-C)
MEEL-C-CRE. C-CoaHE, C-C)RHEE. (C-C)
e, (C-C) Rtei. REZEE. &

(C1"C4) %-ﬁg_ (C1"C4) E’DE\ v = [ (CI—C4) %7.-%] ig— (C1_C4) )tfb
f‘g \ (C1_C4) %ﬁ&g\ -~ (Cl_c4) %iﬁ%\ (Cl"'Cs) %%g .
[(C-CHemEIHE. [CCIRARIEE. C-C)WARZA.

24



03804273. 8 oM 1 3E20/84m

BEE-CCIA. C-CIRABHKE-C-C)RFE. =-[(C-C)
REAIREEA-CCIRA. CCIRAHEE-CCIRL. C-
CBE-(C-Clik. [CCOHEHBEIEE-C-C)RA.
[(C—C) B E ] B A~ (C—C) R E XK (C~C.) W & H £ -(C.—C) &%
A (ATHARE 16 MAAZEIREBRAILZ RSN LB
BE. CN. (C-COREARLR C—C)BEALAHERK) , &K
(C:—Co) IR/ E . (C—Co) R B/E-(C-Comi. KE., XEA.
AEEEA XEEA-C-CORE. XEX-C-COmA. Xi-
(C-CoBtAk. #FE. 2HEA-CC)REARTERE 10442
—, ELEREHTRRLERTERLFTEZ—REMRARE. A
A, RE CCIREA. C-COREE. C-CormaE. €-C)
miEk. C-C)ARAR. FoA., CCOREE. C-CIREA
AR CCIRABEGERK, RPEAPHEXREEE NG
ATEREIEZIATRERTFELEIALAN 0F S HEKE
¥,

AxX (1) Hibmrik, £+

AR, CCOmE. CCIHFBEREE (XPWERE 3 A
EAEAARZBRRAE—RENRER K. £, RE. T8
A FRA A, CCoxaR. C-Coamaxr. (€-C)
BAE., £-CC)REALX. —-CC)RAEREAMNER
K, HRABRAILZ—[ENMREHE. NO,. (C-C) &,

C-C) k. C-C)aXF (C-C) ARmAKXMNERNK,
HAFABANEATELZLEH C-CIREMC-C)ARAHE
BAR)

RA-B-AHBLE, L
A RERC-CORAREL (RPHAZE 1NMEALASA

25



03804273. 8 oM P E21/84m

BBERAREZ—IENARETE. C-CIRAR. C-C)EkK
A, XEE(CC)RBEMHARNK, EFTERE 2 /M4
AEEARBERRIAZ—AEAARARE. C-C)RE.
(C—C) BB A. C—C)REEA C-C) GRELGERNK,
FAEFRLBHEATELRE C-C)HREF (C-C) BRE
HEBRNK) , B

B & X-C0-. -C0-0-. -S0),~y=#HFEH, F+ p=0. 1 X
2, ERRE. EF 1 E4NRRTFREL,

iR AKEG-B-AVLE 1 £ DARERT, A1 E 104
RRT.

ik oy X-B-AHy B A AR

C-CEmi. [C-C)RBmAIHEA. [CCramAIHEAE, [(Cm
CORBEIZE. CCIREL-C-CIREE. [C-CORAKX]IHK
A, [C-C)EBELIZEA. [CC)RBALIER. [(C-C)HAMK
GAIZBEA. XBA. XE&EA. FEASTFEAEE (L PWERE
A MNEAAEQEERERTY ARZERARE—REANARARE. CN,
SCN. NO,» (C—C)si. (C-C)EBEE. (C-C) i LA (C-C) Kk
FEMERK) , K (C-C)rmEBAR (C-C) DEuaBtEk.

R Mk

R A&, A, FEE. C-COREA. RE-C-CORE. (C-C)
BEAE-(CCIREE. C-CoEBA. AR-(CCIEmE. C-
Co et FEA, C-COREL., CCOREAHEE, EEE. X
SE-CCOBA, RE-C-CIRARNERSE 6 NEZ—,
ERLERFHPRELEREHPZ2—-KEN MREHF. C-C)
B A A (C-Co) B A 49 R IRAK;

26



03804273. 8 o P E22/84m

HHAAE. FRA. TA. LB, TREACTEE. FHA. ¥ &
AFRA. FEAA., ¥FHA ., 4-8TFA. XBA. XAR -8
FAR;

LERE.

WANEBRGX (1) HibsPht, ¥

RY AX-Z-Re9K, AF AR BWERGEX,

R sb&AaskbAbgE. CN. SCN. NO,, X-Z-R' W4 (X 7°
B RIwBEYEL) , AFEA a4 PE—RZELAE 4 £ 6
MRRTFHRALR, LEZAEARKCS 1 E23ANLA0. SHNH
RERTF, FEAAZBRRIAZ—REARHEF. C-C)EA
BEAGEBK, B

RAR, R REBRZEAMBIAIE (RTR RN, I R R
RE). REF 1 E10AMERTFHERRBE (it C-C) ik,
(CCo) AR (CCO ). REA 3£ 6 MEETFHIREL
(4R (CC) FRBEA R (C—Co) IR K) . RATKAR (A F
HI3ZANAFRTEHLIEZ3IANZAN 0 SHEXRRT) (£
PRHEREHENCBEARZBRRAZ—RAEN KD T, £
E.RE. AE, FEBREA. &REE. BA. BEBRA. £X4. &4
Ao CCRAE. CCIHAK. CC)RrEK. C-C)k
EEA-R (RELL). £25-F (REFEHL). C-C)RAL.
B-Bo-[(C-CoAIRA. [C-COBmAIHA. [(C-C) 4
AIEE. [CCOAIHEA, [C-CORmAEREIHEE. [(C-C)
WRAIHEA, [CCIREAIHL. £-B2 -[C-CORAIRA
A, FE REA. CCoxmA. XA, XE&HA., &3
A, CCORmBAYEARNK, FLEFABANHEATERZ
(C,—C.) S IR A,

27



03804273. 8 oo P 3E23/84m

EFERE U4 NMAASHAREBRRE—RENERA
B&. CN. SCN. NO,. (C.-Cox&axk. (C-C)ramk. (C-
CORBMER. FoA., CCOREE. [CCOAREIHE
E.ICCOREAIHE, [CC)ARARIEEGER
R, FRLEXREZAHHEALTELEH C-C)REMRC-C) A
AN ERK) , Bk

RAER., R PAEREAR IR EAR (RT R I ZHL2W, N
RARRE). REF 1 2 LOAKERETFHEFRRE (K €-C) %
A, CCIBHEARC-CI-E). HEH 3 £ 6 MRETHRK
BE (i (C—Co) FRBAR (C-Co) IR A) R A AR (H#hx
EFIEG6CARBETFRELIEIAZLAN 0F S HRERT)
(AP HRBEHNENSRERZBRAIEZ—AEN ARG
LR, KA. A, T, BA. BBA. REA. KA.
C-CoBmEaL. CCORAA-C-CORAR. £E-C-C) K
A, CCOREA-R (REAKL). £E-K (REAKL).
(C,-C) BEaL. C~C)EHmAE. (C-C)AmMmE. £-(C.-C)
BERE. =-CCIREAL. [C-CIRAIZEA. [CCIRRA
EI#E. KA. 2-CCORAEA., —-(C-C)RAHEE.
A, KGR, CCzrmaA. XER., RERE. &34, £
hHERE 6 MBS AARZERRAL—RAENKREDE.
CN. SCN. NO,. (C—CosmE. C-C)ImE. C-C)RARXP
(C—C) B B A AWK, & (C-C) RABEA (C-C) I A
A ARNK, FELEXEABNEATERZK8 (C-C) AR
(C—C) R AEBRARL) ,

FEEHE-ANFRLT

7' A I' AR E GBI EERX-0-. -S0),~. -S(0),-0-. -
0-S (0),~. -CO0-. -0-C0-. —-C0-0-. -NR'-. -0-NR'-. -NR'-0-
. -NR'-CO0-. —CO-NR'-#4—#-£&H, X+ p=0. 1 X 2, A R'E

28



03804273. 8 oM 1 E24/84m

. EA1ECAKRTHREA. XX FA EA3E 64K
BFHHRBEAREA 1 EANABERTHRBE, &

'R I' AAME ATk HERKX-0-. -S-. -50,~. —CO-
. =0-C0-, -C0-0-. -NR'-. -NR'-CO-. —CO-NR'-#4 —#- £ H, #
FRAESA. C-COREREA 1 £ 4AMABRTHRBEA,

AV ERVHEKAEE-ANAEATEEIZINKAT (L3 £

6 K BRF) E1E3ANRAN 0 SHERRT.

#—FRia

RY A&, Feed., £A. KA. 8L, &REXA. C-CImEA. &
A-CComE. C-COREL. C-CIRrAE. =-[C-C) K
AI&RE. gR-C-CorE. B2EX-CCIRE. C-C)KE&
AE-C-Coit. HR-(C-C)REAEK-(C-C)HkA. (C-C) I
. BA-C-CogmA. CCOEHAE. HR-(C-C) &K%
A, CCoBE. HR-C-C) i, (C-C)REAE-(C-C) 5%
E. =-[C-COBATRE-C-COEE. CC)HFBEEAEL-(C-
Cotk. CCIIEA. £/ 35 6 MR HRKREA-(C-C)
RE (ATETERRE SINMNAFTHIRARRERAILZ—REAN
(R $EIA) G C-CIRE. HEARAGERR) X

A, RE&A. AEA. ZEA-C-ComA. XAEA, C-C)
EA. CCIREEE. CCIRAEE. C-C)REAZEIE-
C-ComA. CCIRAEL-C-C)RA. XAX-(C-C) K%
E. RA-C-COBAE. XA, 2FHARL. EFXEAR. £XA
£, C-CiBEARA. N-[(C-C) B A]-N-1C-C)REI K
A, [CC)EBmAIEAE. [CC)RAIKAL. [(C-C)&
SAIZAE. [CGC)HAEEIEAE. [CC)RAX]ER
£, XBEA. REZEE. C-C)maBA. C-C)HastL

29



03804273. 8 o 1 3E25/84m

RTERE 27 MEZ—, ELEXFOFIRARERTST 2
—REARBHE. A, RE. C-CORAX. (C-C) Rk
A, CCOEBER. FoiA. CCOREL. CCORAR
. CCORAXLEFTEHYEALTELRE CCIREAR
(C=C,) o pu 2k &g A AX,

AP EAPHERALEFE - NEALTEAIEZEIANAKRTELE
IA%A N 0FfSHEIERT.

B AR

R H&. C-CoxiA. RA-CCORA. IR-C-CoRE. &
E-C-ComE. CCIRAKR-C-CIRA. HR-(C-C)REA
E-C-Comik. (CCoaHit. aR-C-CIEHE. (C-Co)
BA . C-CORAE-C-CIRrE. (C-C) R AE-(C—C) &
E. CC)EA, BF 3 & I MRRAHEIREA-C-CImA
(AP ENZEEE 3 AAFTHRARAARZBRAREZ—REAN (K
HwEEIAN) KA CCIRE. HEAREGERNR) X

A, REA-CCORA. FE-CC)mA. #FAKRWER
BAMEZ —, EREXRFHFIREEXRFHT 2RI %
BERE. A RE. CCIRAR. C-C)raik. €-C) R
BEL. C-COREL. CCIREHZEE. CCIRAEALAR
FHHERLTELE G C-C)RER (C-C) REMH AR,

EPEERPHLAREAE-NEATOEIZINKRTHEHLE
3R N 0= S &RINET;

%ﬁ‘l)%_ R4=§L§L (Cl—C4) %go

WA B (1) oBhZ, £+
R° wEn=l, UBRFE o XF 10, NWEEFE-NMHFALTH R 2K
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BIaMARE. BE. RE. A, FERE. BA. KL A
A, REEA. CC)kiE. RE-C-C)xiE. (C-C)REAK.
C-C)mB|HE. =-[C-CyRAIRE. AXK-C-CORxEA. &
E-C-ComE. CCIRAE-C-CIE. FGHK-(C—C) K&
E-C-CoA. C-ClRmAME. HR-C-CIRME. C-C)
WA, BR-CCOEBRA. C-C) A, BR-(CC) B
A, (C-CYRAE-C-C)HE. =-[(C-C)RrEIRE-(C-C)
. C-C)IREAE-C-CImE. CCFREA. £4 3 £
6 NHRRAEFRE-C-CORE (X TATNERE 3 NEATH
FEAAABBRRIALZ—REAN (HikBEX 3 A) K CClk
A BEARAGERR) R

FE, XEA., REA, ZFEEE REEA-CCIREA. X&
BE. CCOREE. CCORAEE. CCIRAHEL. C-
COREFER-CCIBE. CCIREZEE-C-CIRE. XE&
E-C-CoA., RE-C-ColAE. #FE. #FAL. £FKE
. ZFAE. C-C)mBERE. N-[(C-C) BLA]-N-[(Ci—
ComAIRE. [CCIEFEIRAA. [(C-C)RAIERALK.
[C-C)RmBETERA. [CCIHAERIZEAL. [(C-C)REA
EIEEAE. XELE. RAEKA. C-C)mBti. (C-C)
WHRBRARTERE 28 MEAZX—, EREXRFHFRARLAR
HoyP2—REMARENE. AL BREA. CCOREAE. C-
CoBmi. CC)aBEaLt. Fama. C-ClmEEA. (C-C)
HEEE., CCOREABEAXRFHUBEATELZRA (C-CY %
FE Ae (C-C,) B bu A 89 R BAK,

AP ARATHAREAE—NEATOAEIZIAKRRTFALE
IANEH N OF SHRFKFRT,

A&
BAMATE RE—RZELA 4 £ 6 MRARTHASR, LEK
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HRREL1EINLH 0. SANHRERT, ERERRKE
—XEAN RAIE. C-C)RAREEGERA,

#H—FRiey L.

R, 4o n=1, ABA LR 0 KT 1 &, NEE-NMHFLTH REUREK
wiEImAEE. BA. RA. A, FEA, BA. KA. &
k. KFEEA. CCIRA., RA-C-CIRE. C-C)R &
X, CCORmAR. =-[CC)mEATRE. FKRK-C-C) &%
A, BA-C-CIxE. CCIRAEE-C-CIKEE. HNR-(C-
COBMEBRE-C-CorE. C-C)mamE, C-ClaHE. (C.—C)
A, C-CORAE-C-CImE. =-[C-CIRA]IRE-(C-
Coi. CC)FRBAL-C-CIRE. C-C)Fxik. BF 3
EOATBRRGEFRE-C-CIRE (APENMREE 3/ AT
HTREAAAZBRRREZ—AIA (KLBEA3IAN) KA C-CIM
A BEAAESEBRAK) R

A KEA. REA, REEE. ZEA-C-CxE. (C-C)
BEELE-C-CIRE. C-CIRAEKEA-C-CIrE. €-C)
EEE, C-COBaZA. C-C)REEL. XELA-C-COK
£, RE-CComi. £37A. AL, AR, #IFHK
. C-C)BBAERA. N-[(C-C)BBEAI-N-[(C—C) R A] &
E. XEBEAE. REZAL. C-C)mEBA. (C-C)HEABA
RMEREE 22 NMAZ—, ERLERFHFIRAALRTEHF 2
—XF3A AREHE. A RE. C-CORAKE. (C-C) kAR
A, C-ComgEA. C-CIREFEA. C-C)RAKXBLARRRY
HIEALTERERH (C-C) KA (C-C) AL HERR,

AP AR THAREAAEF - ANEATEARIZARRTAELIE
3IAN%LE N 0F SHIRKET,
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XA

BAARY RE—REEA 4 £ 6 NRRTHALSRK, LEAK
RRXOIEL1EINLAO SFPNHRFRTFT, ERAERARE
—XEN kARE. CCIREARALGERK,

#—-FHE £

o n=1, AE%R 0 AF 18, NES—AMHLTE AR
EIAEE. BE. KA. A, FEA, A REX.

(C,—C) ERAFHEE. C—C)=RAHEE. C-CIri. RHE-
CComi. CCIREaEEL. C-CIREAE. HFKR-(C-C) R
A, £2A-CCORE. CCOREARE-C-CIrik. (C-C)4
WE. CCIRE, CC)RAE-C-CYRE. =-[(C-C)kx
EIRA-C-COA. RIC-COmAEIHEE., [(C-C)ARE]
A, [C-C)RAE-C-CORAIEA. FRRAKEL. [(C-C)
EAIZEAL. [(C-C)HEAIZAL.

FE.OREA. XEA. FRAE. RAXAINERE 5 M4,
EEERFEHFIALETRTHTEZ—XEAAREEE. C-C)
A, C-C)EaRE. C-CRAR. C€-C)ARAER (C-C)
S oG BB

A2 =% (it F. C1 & Br). £&. FmA. R&. (C-C)
A (FleFE TERFARLA)RC-C)RENL (FHLFEE. T
ﬁ%ﬂ%%ig) A ﬁ (Cl—C4) %‘ﬁ%\ (Cl_C4) Q%E\ (CZ—C4) %i)%

A

(Cz"C4) kg\ [ (C1"C4) E"D)E] ﬁg ( 'g'JﬁW ZJ @Eg) ~ [ (Cl"C4) @ %

AIBA (AR TBL). RFBEARLE. [C-C)RAIHRER
RBEARK.

R R4 Al 4kikxd B F4L e RIA R,
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WHAFBEX (1) bWEA, £

RRA RS aBImAa. FToA, HE. KA. 5L &K
A, CCOREA. RE-C-CIRE. C-CIREAR. C-C)x%
gE&. Z[C-CIRAIRE. FR-(C-CIxE. £X-(C-C)
A, C-COREAEE-C-CIxE. HKR-(C-C)RrAKE-(C-C)
i, C-CoBmaL. H&R-C-C)BRALE. CC)BAHE. &
R-(CCEEMmE. (C-CmE. BHR-C-C) i, C-C)&
KE-CCImE. —[C-CIREIRAE-CCIrE. (C-C)
FEEE-C-CIRE., CCIFREE. LAF I E 6 ANAKXRAW
RAEE-C-CORE (ATENERE 3 MAFTHTEAARER
REB—REAN (KRB E3IAN) £ C-CIRA. FEARE
&g R EBA) &K

FE. REA. XEE. ZREA-C-CyxE. RAEKK. €-C)
BEA, C-C)BEAZRA. CCORAZL. CC)EAKE-
C-CImi. CCIREAEEA-C-CIRE. XAEXA-C-C) &
A RE-CCoA. 2L, 2FKE. £2XE&E. £FAR
E. (C-C)mBEARE. N-[(C~C) BBEAI-N-[(C,—C) A &
A, [CCOEmAIERE. [CCOREIERL. [(C-C)kx
EXRIZRE. [CC)HRARIHERA. [(C-C)REAERKR]IER
EXBEA. XEBEEAA. C-C)EAABAE. (C-C)HaBE

S i

WRERE 27 AMEZX—, ELERFD P IMLEERIRS T
Z-ASNRERE. A, REA. CCIRAR. C-C)
A k. C-C)mRrax. ¥ei. C-CIR#ELE. (C-C)
REHEE. CC)REALEXFHUBEATELEE Cm
C) B A A= (C-C) BRI EARK,

AP ARATHLREASE - NEATEFIEIAKRETFHLE
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3L N 04 S B RIXRF.

#H—FHit FA P EREEABIRAEA. C-CIRE. RA-
C-Coki. FR-C-CIE. £E-CCIREA. C-C)REHL-
C-ClBE,. IR-CCIRAEE-CCIRE. CCOBHRE. &
R—(CCaEHE ., C-CrE. C~CIREBE-CCIRE. (C-C)
FREBE-C-ClE. C-C)FRE. A 3£ IANARRR YLK
E-C-COE (XFTEANERE 3 METHREAARAZBRARE —
REA (KR IA) 2 CCORLE. FEAREHGARR) X
FE, REE-C-CIRA. XEA-C-COREA. 2HFARNERE 4
AEZ—, ELEXRFEHFPRRLEEXFD P2 —RE ARG HE.
A, BE. CCORaR. C-Crxmamzk. C-C)uxaAL. C-
ComEE., CCIREEL. C-CORAALBERFENUYHEIALTIE
2% f (C-C)BrEA (C-C) KA H#AIRK,

AT ERATHEXRAEE - NMATOEIZINKRFRLLIEIAN
% H N OFe SRR TF;
AR R AR R ZHA AR C-C) A,

HAABRNGX (1) bW d, H&

X X, Xy X BB GRIRARRT (HRRRTLEETH—
MEZIXBR VHBRKEL) RERTFIRA g X, X, YA
X H5EG~MEALT—RAX-0-. -S-. -NH-H-NR-#4 =M%
X, ¥, YAXAERLGARHEEY CE2T—RY REFRR L
%%ﬁ 5"’«‘;&‘ 6—7'0%’

). EBaoA=HER Y, £+ VEARAL 44032 X-0-. -
CO-. —C(=NR")-. -S(0),~+ -NR'-FK-N(0) -84 (¥ q=0. 1 K
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2 HR4e Ry, FEMLBEA. C-CORrEA. FEAREXL, &
NEE. CCIRAEREA)RCLEALZXHX CRVHLH,
A

V' 244X CRRRGEAH, 75~ CH,. CH(CH) . CH(CH;) .
CH(CH,) , 3% CH(CH,) A m=0. 1. 2& 3, #MZ2m=1X2, B

(). #£#% CH, . CHCH,. CHCHCH,. CH(CH)) . CH(CH:)CH, .
CH,CH (CH:) » CH (CH,) ,CH,. CH (C.H;s) CH, 3 CH.CH (CH;) ,

Y ode VIR X KA, R AERX-0-. -S-. CH. CH(CH) &
(C1—C4) %—ﬁ.ﬁséﬁﬁsﬁ ] g‘]'ﬁ“ N (CH;) + N (Csz) « N ( JE_C3H7) «“’i
N (%“C3H7) ‘3&4 N (CHzcsHs) 5&1 N (CeHs) s
AFBARGHHESTHS VAR VERIFSH VAR VEAREZRR
AAHBEXGERTAR, AT . & YV EAALSFARINR
B CREABRRET N HERT—RYBRAL G RIARAIRE
%% 4-% 8-,

dm R —sT AR A5 X —R B TR AL X -0-. -S-. —-NH-=K-NR-
o AR, NRERFAEAPHRERRZ. EZFALT, X
(1) &4MBeMH (1-A) A (I-B) :

H H )
2
1 g N}N RN
N N 1 5 | (Y ) 1
R N
RN SN N N R'R2N NTONT X 5
13 4 le R4 (R)n

Ve H SRR T F ) FHRBERRAR RN R E AT
F.okuR. WU, R, RE. bbbl ofed, skwp. ek, IR
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M, FEEeR, e, e

ZHREX (1) opBALEE, L¥FEH R R R RL R,
R RVR. R X, XX Y. Y n & o ARNENK—REA
REREAAPRETONEATREGREGIFINREHEL, LK
FREA I TRARFTHEFATHERAGEL,

FERERBHEEAX (1) OB REREXGF %, ik
T,

a) ¥X (I1) o

H-R" (II)
Ed RCRAGBBREE. ABERE. BiA. BERABBENERE
EilR
55X (II1) &N RH B An g, 3k R K
2

NH NH (Y X{xs -
2 m RS ()
R1R2N)\\N)LN)V_I@§T( "

AS"
rR® R

H
b) #HX (IV) &%

Eh RUATIBEARBELL, FloR. Z8FE. C-C)RAABE
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AR BRARBRAHRE-(C-C) RABA R (C-C) KA A B
A, HREEHX (V) R8I RH A

WYX s
Y ( ) X" o8
R
H\ X1' X ( )n

.y V)
R R
%
c) HX (VI) —RKE-1,3,5-=% 5K (VII) &R REE R
)i
H
o~
N\ /Ik (VD
R'R*N- °N” °N
"Qs
v2 X
1 S 3
O TOYE im0, .
7 X i (viy
0=C=N"1, X
R
EA

d) AEEHFEREALMH (VIID) t1=%F6 VK (XX
BEARTHRENR) , #Hlded@ad S04k AT R &R0 SAER K
BEBEAR (H R HARREREEGRR) ,

i
Y2
NN (Y X
| (o —(R%), (VHI)
120~ X X
R'R°N” "N” °N X
g R

AKX (1) . (I« (IV) « (V). (VI) . (VII) &
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(VIII) ## RV R R RV RV XL VXV XN YA VAR T o
BonZimAEX (1) &2 L.

EEEAREN T (Flewiekvd (THD . —ZFER. LHF. =F
ATBE (M), FEAZE) , AT-NCEEFANF LI YRR
T (4 20CE 60C) , R ABELHYFXEFX (I1) 5K
(II1) ooty B R, JeREAX (111) #Bim ki, & w448
B RS TR A Y. EEGBRIBAEBLN ZREEEAMN
B BEBENY . BERBHERYE. BRERBRBLY. BIEEALR
. BLEBENY. BLEIERERENA MBI ZTEX 1, 8-
ZRAEZIRS 401+ —B-T-% (DBU) . AFX (II1) tuébdhiEsk
FRABIFA 0.1 £ 5 BEREZGEENGMER. AtFX (I11)
WABTARRAGI W FEREXRFHE 10 BEREZHLFHX (1)
oy, NG F ki FLEk (A% Shapiro, S. L.; Parrino,
V. A.; Geiger, K.; Kobrin, S.; Freedman, L.; J Am Chem Soc,
1957, 79, 5664) .

EEMAENER T (Flde THF., —IEk. ZH. DMF. T8 A L
BE), A F-UCEMRENIEHNREYHHEIRNHRET (£
i% 20CE 150C, #AAM 20CE 60C, REUFRBEFHR
B, REABERERRITX (IV) 5EX (V) ke HgRE, £
dAuad (V) , JeREFABMALE, WAELEABRLED XK.
i EHBRIAB RN RBEEEELY . BEBANLY . BERK
B, REBRREBLY. RELBAENLY. BEIEBEMAD. BRL
L RBHEBLEIA VB ZCHER 18- R E =3 (5. 4. 0] +—8-T-
# (DBU) . AFX (IV) oM AERBEAHI AN 1 £ 3 BEREZH
HEANRR; TR (V) D TURAFAFERERS
K 2EREEHIENX (IV) A%, RN FTELETFIHK (R
# Comprehensive Heterocyclic Chemistry, A. R. Katritzky,
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C.W. Rees, Pergamon Press, Oxford, New York, 1984, Vol. 3;
Part 2B; ISBN 0-08-030703-5, 482 ) .

ABBRANEMNF (Flewsiekss (THF) . —ER, 2H. = F
AFBE (DMF) ), ATF-10CEERABEZMHRET (it 20
CTZE 60C) , iphmMBiey 7y X#EAKX (VD) ¢§—RK-1,3,5-=
HmEX (VII) A RBRENRE. £EHBIBAEBLTNZREE
S84 H. BREEENY. BEAEBE . BERKELY. Rt
BEEMNY. BELEEAY . BEEBKEREIA B = THEH
1,8-— K& =3KI[54.01+—=-7-% (DBU) . £FX (VI) &%
ERABIIM 0.5 E3EREZHTEEAGMER, ATX (VD) 4
L TAR AP FEREIMITENKX (VII) b4, RU LA
FARREAFAMTAEAYHOREFE L FLsk (£F B Singh;
Heterocycles, 1993, 34, 929-935® ) .

ARk Ve A AUEA b (Fldew Eekvh (THF) . —EEk, #EE 4
B (dZB). LEREFIGREY) , AF-10CEENHEZN
HIBET (it 20CE 60C) , AZERTHEABLA (ELEETH
HK (oiEHE) LHRALIRLISEZEAN i R4h) BHEBT
BT ZABRBAGEAERKREX (VIID) =K E-1,3,5-=
%4 K, AVPEAEETFRENHNEEITREAIIARERED T X
BB HARADBRETEETHEAY. HEHF R LL TR (Hirt,
R.; Nidecker, H.; Berchtold, R.; Helv. Chim. Acta.; 1950,
33, 1365) .

X (II) . (III) . (IV) . (V). (VI). (VII) &
(VIII) RANAHRRTER &, RTREMT Sdath kG &
&, FrRNAY TG e A —F A THA G T EHE.

X (II) AHTAREABLIREAMREX (V) e ALEX
WBE K&, st TAB e $AAESEREERNF (e=8XK) i
#E 100 £ 190C, FFEEHAA &R B WA B LR &
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. MEKFE B ok S L Shapiro, V.A. Parrino, L.
Freedmann; JACS 81, (1959) , % 3728 W& H.M. Eisa, A.S.
Tantawy, M.M. EI-Kerdawy; Pharmazie 46, (1991), % 182 H®
FAHBE, BEATAREZRIMALBELEL (ABEA (11) .
R4 (I1) R K/44 (II1) ¥4 (T. Suyama, T. Soga, K.
Miauchi; NIPPON KAGAKU KAISHI (1989) , (5) , # 884-887
R), APERETUA—KAE SICEHREMNYGABEHRE R
HBAREE T #AT. EREME LT AL S FEM F#47, do THF,

SR TR (V) 68T A4 ol 1T T B 23 5L &4 BR ) 47 69 % 5L 15 84
S A # &, A.B. Sen, S.B. Singh; J. Ind. Chem Soc.; 43
(1966) , % 521 R¥BBEAME STk, LVAANENLS T
R BEHEHE KRB, s Sarges F A J. Med. Chem.; 16,
(1973) , % 1003, 1008 W& T 810 R B H st/ F) SAAF
Bt BT, BARANGGELER (A D. Barbry, D.
Couturier, N. Abdellatifi, D. Lesieur, C. Lespagnol; 1.
Heterocycl. Chem.; 28, (1991) , % 449 ®) XA S/ -1Li%
8 & & £ A ( A.K. Gosh, S.P. McKee, W.M. Sanders;
Tetrahedron Lett. 32, (1991), % 711-714 ® ) #EC A Fx
R AT A F ENBE, FTATERTEFX (V) #hhk,

Blde T he FHEX (IV) AP RE LT,

1. BN (I1) bS5 X (IX) B AT E WG R

NH NH

(IX)
R%N)kas
H ém

A RORCCORAREKE-C-COomAL, L RNAEREX
(I) ¥eg3L, FRLF R'=-SR*HX (IV) 1od,
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2. X (X) HMRRA Bkt
H

/K (X)

H,N” S NH

EX (XI) Y N-RE AR REHKBEGEL,

N S.
Z T RY 1)
S‘RW

A RVREC-CORARKE-C-CORE, FaH P R'=-S-R"
X (IV) bdh,

3. BRBERE—REEWHEMY (11) HERBITAHHEE, 5
FRE P RU=NH, & X (VD) o8,

AEALETERAEMTF LR 1-3 78 FE4EEA 2ATR
BERY (AFX (IV))HX (XII) FE44K
H

NJ\N (Xin)
RM/‘\\NJ\RM

iR Rp A AL RAER G BRERABRK, AEEMTER
st FERFEX (1) by, LA TRTZKETEHX
(XI1) /Lo BRRBELECFTHTHEGX (XII) EHKL.

AL T AR HEMTF LR 1-3 TR FERFHX (IV) X
(XI1) FH4K, £+ R“RC-C)RAERRKEE-(C-C)RAmA, B
FNRENEA T ANEARERREHGX (IV) A (XII) 74
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.

EAMER T (@R, THF. —EEk. . DMF. ¥8. T
BE), - I0CEEAHENRET (£t 0CE 20C) , HhibhAsME
oty XRBATX (I1) WEBHASTEHE X (VIID) 698 EARSTE Y
R A, 2R FERMATAEKRRE —K$ A LR IEH 6§ RHE
FRAW AT, WRER (VD) AR MR, NETUANEILA
BB E R, EEHBERBEELA RBEEILELNLYD . BRESE
S, BERKKRE . BEBRBENLY . BRLEBEANY. AL
ARBENAY. BELBRBREIANBLZ CLER 1,8-—KE =K
[5.4. 0] +—#-7-4% (DBU) . &R FX (VIII) tb&-HiEAMN 1 £ 10
EREEFWEAAGER. X (11) &S RX (111) KEHT
Al BERERERARBEAGTELIERESTHITEFNHX (1) 44
M. AWM FiESeF Lk (K F H Bilingsfeld, I
Scheuermann, Chem. Ber.; 1967, 100, 1874) .

AERANEN T (Fldm T, DMF. = F 4 8K (DMA) . N-F
HEobeS ST B (NMP) . FTEER TBE) , M-10CEEMBENRET (4
% 20C £ 80C) , fhsmhmpiteey s X#ATX (IX) #RE X (X)
8 N-RA—ARERAKBMEBGREAE. wRER (VII) 44 B AR,
B, MAHATRRELARRAEENE R, BT HRIARRELN 2
BEBEEAY . BREEEAY . BEBKBE. BEBREALY.
BELEEENY . BLIEBEENY. BRLEEEHEBRERANB=
LR 1,8-— KL =3K[54.01+—&&-T-% (DBU) . £ FX (X)
WAEHERERA 1 EZ3ERLAEHNLENNATER. BFTUEAL
X (1) W2 HEFERERGE 2 BRYEEHNITIEFHX (IX) A
(X) s, M FECsFLHk (£F T.A Riley, V.1
Henney, N.K. Dalley, B.E. Wilson, R.K. Robins; J.
Heterocyclic Chem.; 1986, 23 (6), 1706-1714) .

BEBR=ZMKEX (I1) HERBITEY (ET R° RELEBRR

43



03804273. 8 oo 1 3E39/84m

RBBEG T RE) QR ETASEE T RI=R69X (XII) FlEk,

Blhe EREANER T (TR, KREILIALR) , EAT-10C
ERMNBEZNHBET (it 20CE 80T ) ABMEAERARITR
FLAAB e BB, b TR R F A EAZE GRAH (#le5k
L) BARMAK. EXHBREA A G (0 HC1) R F I 6% 5 #
B (44 AICL, 3 BF. (A% US-A-5095113, DuPont AR FF73| A #
X#R) .

TREF R'=(C—C) HALRKRBRRMHEE (C-C) AL X
(IV) & (XII) ¥ AR EEREANEN T (HleF R, AEXIXRANE
KREB)F, ENTF-HOCEENHEZIMNGEET (£ig 20CE 80
T) REFTHREAN (FlRERAEBR) MR ELRAEN X
(IV) & (X) 4| =%, £+ R'=Cl (A£HF J.K Chakrabarti,
D.E. Tupper; Tetrahedron 1975, 31 (16) , 1879-1882) .

THEE RY=(C-C) BAEARKRZRARIZRNRHGER (C-C) &
AR C-CHEEMAMHX (IV) R (XII) ¥ HAELETHEN T
(Bl L. TB. K. B, ARIXA RS ) AT 0CEERN
FEZEGRET (Hik 20CE80C) RAZE RN (Hldo-
FRAREETE. SRR, TREAMKSY) 2AAL (24 T. A
Riley, W. J. Henney, N. K. Daliey, B. E. Wilson, R. K.
Robins; J. Heterocyclic Chem.; 1986, 23 (6) , 1706-1714) .

AEETHENT (Flde THF. =R, B, IMF XHRLRE
), EAT-10CERMNBEZIAHERET (Hik 10CE 25C) ,
AET R RAlHE. 20FTE. C-COREABRE. (C-C)Im
BAXLTCXIROLLWELLAAGX (XII) EBEHTHTIR
AW BNERRAMAR (FESW, EBRREEAHT) €2KFX
(1V) £fiadh. E7HRAIBREANZRE R LAY . #l
BENY . BEBRBRYE. BEBREBNY. RLEEILMNY. B
rAEEBENY. BRELEBEREIFNBIZCHER 1,8-—8 &=
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IR[5.4.01+—#%-T7-% (DBU) . #AXETFX (XII) veHAE 1 £3
BREFHEBANIER, BFRAFERZAZ[RLLERLEEY
HFGFEA, FEAFALRSETAEYBER . M T E T
4o F L # (A F . V.I. Kaelarev, Dibi Ammar, A.F. Lunin;
Ximinya Geterosikl. Soedin., 1985, N11, 1557-1563) .

T AN SR AT 6 F X B B8 B ik 64 77 T IR R
(1) 9%4, ETFFHRF 532 hhitsr. Ak, ¥R EH
Y. FHRF AR TR HRRTERY, ERTIANER
A 4 B F 4] 4+ S. W DeWitt in “ Annual Reports in
Combinatorial Chemistry and Molecular Diversity: Automated
Synthesis” , Band 1, Verlag Bscom 1997, 69 ~77 RATHE & F

— R BB THSEE, #d Stem Corporation 2 4],
Woodrolfe Road, Tollesbury, Exxex, (M9 8SE England 2 H+P
Labortechnik GmbH, Bruckmannring 28, 85764 Oberschlei P heim,
Deutschland Ff4&4%4y, TAFHAHRAEEEFRLT, X (1) &
My AL F) G HA 8 T ARG F AR AT SRS TR A BT R E,
4] 4e/38) ISCO, Inc., 4700 Superior Street, Lincoln, NE 68504,
USA IR E. FIRMEEFAES IR TR UGB LER TN, 2
FHBMELEAEALSTRZAGHT. ITELIRAFELRTLES
GBS ARGTARBSEL, AR G SHLAAE T H e f SRR
Y. XFH R LT A 4 Zymark Corporation 48], Zymark
Center, Hopkintron, MA 01748, USA 3%k4%.

MR T b TRz, KX (1) e TR, LB B XF
B Ed&. 4B 8, RN TRIFTRAMATETR, X
HBATFHRFENEGRHEGRMBEAX, ZEHIFERT *
AoATFTH LY, #l4 Barry A Bunin # “ The

Combinatorial Index” , Verlag Academic Press, 1998,
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B AXFERENEATHR ALK CLENFTETFHR IR
#AT. Hlde, & “F &% ¥ AL (Houghten, US 4,631,211,
Houghten et al., Proc. Natl. Acad. Sci, 1985, 82, 5131~
5135) , 2P RkA M A IRORI, 11149 North Torrey Pines Road, La
Jolla, CA 92037, USA #47*°&%. EABXHHATERE A SLEEsd
i if 4% A} Argonaut Technologies, Inc., 887 Industrial Road,
San Carlos, CA 94070, USA & MultiSynTech GmbH, Wullener Feld
4, 58454 VWitten, Deutschland &3 EMAA| bt AT,

SusL BT R W & B RBARE MR ABENRTE XX (1) e
H. AEXPLERB/EULET AKX (1) REWHEBEILANERTH.

FETFHEX (1) oD RENBAUATHRE: &K
B (WwEARIELHR) . TABR. AR, AR, £-X=--FRA
BRALALE (B8, BRE. B, TL8R. BLR. 4
B, KB, LEABKXIER) , ARBBE (fexb-FRBER 1,5-K
—&#B) . X (1) HBRASYTARBE I &L RN F &
BEeFy XKF, #AlEX (1) RAHEBEL T HHNERNF
(HlomFEE. A, —RKFRENAH) BE 0 £ 100CHEBE TN
B, #THAEANCHNFX0E (FlediR), FEATEZRELTAR
PEA HLER LS,

R AEVERARER T (FldoR, FERAEA) ZE 0 £ 100C
HBETHEX (1) bhrdmR L, 25 THERERLNA
ALY BRG BEREBYE (KB4 . BERBRBRLIERS
§4b# (#)4e NaOH & KOH) . #R4& B AL LRSS (43 Nal) .
BERBEBREIERZEAY (FloFTEH., RTEHA XRAXNTEH
fi&z

ALZEGFERLTHRA BERERN QEANZR, EE—/HF
AR BB TEEERGERN, RtELARBELMRELMET
EA .
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AERAX (L) WAHAAER, ¥ TFRENEFEEZHE T+
FoRXFer A ERY LA RMARGRIEFTHE, FETTREARH G ERT
2 RERKCSFABESEANNSFALE, LERKLAHL
AHRIFIBES. kb, WHRABRFN. FFNXAFEHF
AT EE,

W p| 5 — 2B T RL NG T AR AT S 6 F- B F et
REGRE, RERRTATH 694205,

BEFREFTR, Pll—FENIR2FTERR. AL,
Apera. #%¥ . Brachicaria. ££¥%. ZAF. LA, #E FH.
FHE.FF.BHBE. mEE. Z£E, RAL. A EA.
F.HHKE, FHRR AL X, R, SREEFTE, RS54
N EE. RTR. 6F. BREFSFANGTERABOLESH.

BTt RFELEAT, AR RELTHHE, sl—F4
sk, EX. BES. B, KL L. A% 48 F
e R FA, RESANRL. 8. B F,

WIS FRFrrRERBRE. AFH. TR £E2FH. R, .
ﬁﬁn i]}.‘a?‘ Emex. ﬁé%’?‘t\ %%’ﬁ\ Zﬁ*ﬁ'ﬁ\ &ﬁ\ ﬂﬁ\ g‘?ﬁ
. R LR REFYE, FEA. 8F, . FEE. Ba
. FHFE, TR BFRITREAA.

AEPFERRDLER BB ETREHBREKES T H
HEHY b i, FB. FF. gERATE,

WRERLFHNHERLRGAMEmTLERT, NLbHLE
FHBWAF, RRFERETHHRIBLAKR, REALHE=ZWE
ZEHALIT,

WREFERIEZED R M ERDGEERS, RHAELE
ZEMABAR RN AEAREGEIZIE, READSGALENGLTH,
R HZ G RART, MRAEFF X ETHFBLESLYES
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stEA ENRELS.

REREPNHHAHTTRTFFRTHRELFRBYGRES
M, BAF2FEEEAGEHGIE. KA. A, B 2K,
#HE. HE BERPRENZLALHT, RRATLREEGR
F. B, RAAKLESHENER TEREH LABERRENRE
ZHHEMEK.

HFS RO RRAFLNHEDEK, REALHGX (1) od
RELBELTURATFRA., FHBREREEYGHEY. RIILETRE
ATFEZBEHDHAERN T ERIR., B T LTI P) 0D R4
#,

Wb, AERAYRT THHEAERAGERKBTH. €MNATH
WA LY HERS, Bl TEASH | ABKRERALERA B 4T
W A A AR SECER, bt , HIER T —AH AP H B4
AHEHEHER, EEALBFTRGEFEAY. dTTRY ATLM
RS BIR, BUERGIFHERSETHARTHHHFRREE
2 f .

BALREREHAERATRR, AEAERDRELTUR TS
ERR AT HHEARMDER T O THY. BAREDHRAKT &
ARAAGERE, Fllost RERGGRMY, LERZFEHRERN. HY
FERMARERRER, PEERRIMED ALY . BRI RFEHH
ik, LCHRARRT A KRFZHEHE. RE. MR,
EFH R RS, B, HABEIUZRZHORBESETREHAEY
Ry S JT KA Lo FLA TSP 4 J8 R BRAB 4 IR T o AR

REBERLANX (1) REDHRE LR TEALFES RN
AR AT GBI b L i, XE. B, HE. £. #.
AEAEL, RECHHHE. H. X2, HE. LE, B4
. mafdeHEy.

48



03804273. 8 oM 1 3E44/841

AREPHX (1) B EIRERNKEA FHRIELEXAE LA
RE A RRERNFHERANB TS F.

G F ol LA KRERGIH A G F X LIEd 4o
BRGBF F kR EMGHE, THEGR, AR IEFTEF
A BA KBRS (2B 44 BP-A 0221 044, EP-A 0 131
624) ., Hlde, TFEGJLRHEE

- RABRBRBREHMEDA TFTERRADFAERAEH (Hl4e WO
92/11376. WO 92/14817 & WO 91/19806) ,

- R EBELEBA (4 BEP-A 0 242 236. EP-A 0 242
246) RIEHAA (WO 92/00377) XKAEBAEA (BP-A 0 257 993. US-
A 5013659) #dF R RRER A BHIEY.

- BAFARELFRITAEEL (Bt %) AN LAR%Y,
Blie A tt, FiEABTRERZE = (BP-A0 142 924, EP-AQ 193
259) .

- BARBREBBRARNELEES (WO 91/13972) .

XKETHELFRGERRNFHT AL ABRED G TEHERELR
LR C4mthy; ABH4e, Sambrook %, 1989, Molecular Cloning, A
Laboratory Manual, 2nd ed. Cold Spring Harbor Laboratory

Press, Cold Spring Harbor, NY; 2 Winnacker “Geneund Klone”
[Genes and Clones], VCH Weinheim, 2nd edition 1996, =X
Christou, “Trends in Plant Science” 1 (1996) 423-431),

AT HATREGREBRETUARER> T FAAETY, A TR
DNA R\ EWA RN LA FERRE., A LRARIGIFETE, T
ABldoif itk . VAN ERIMARREFINRESRFI]. HTH
DNA B Btk sbif 5T A R B R BRETH Hh REL.

AABRERGHEG BIOGEE FHT AG B LT 5 F A4
& FIAE DV —FARE 64 R RNA, A L RNA JAZ| R 474l 2R, KA
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REY —FAE Y ZHAGEIERE, LHAHEE EERAGER &
A E i

sTob BT A A —#F DNA & F, XA AR UL EEAE
5 (AETHRAEEGHMNERF]) , £TREA—F DNA 5F, £ R
SRS RABRF], BT HRE LTS KA T AR mI R LK
R, TeAMER DNA 3], ZRAAHABZHAEGRARFT&EAR R
M, [ERETEMARE.

BB FRIEBBRSTH, BERYEOR TR TS B
HEEEER., R, Z2RIARZLETFE—RIZEE, T4 ELEGK
E5HREELEREEALY DNA Folikss, hEF R RPBERAR AT
# A4 (ARLH) 4, Braun %, EMBO J. 11 (1992), 3219-3227;
Wolter %, Proc. Natl. Acad. Sci. USA 85 (1988), 846-850;
Sonnewald %, Plant J. 1 (1991), 95-106) .

B SHa B R T A R RS e B 2 REREY . FHE
BN ERLTARER I D LGHY, FOELTTHEAX
QIERT Y.

Jost AR A BHY, BLRAAY (=AKH) ARIAEAF
WitE AL, BHSH, RELHRY (=5hke) AEXARAS
WA EBE AA BAE GBI,

AEPHR (1) MY THAIR Ttk § 4B, BHBER
BB A AR E SR R E A A S S A B,

BAKPERWEA FHAREYR, BT AL EHY TR
RIWHEA EHMYRRZI, BETTFANSEBEDG A LA
BARE, Bl RSN A TRES G LEH, KL HhA
B (RAESHABEDARBGBENA BIFHTHEON) , Axts
EBRHEAW K FeEE Y.
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B b AR RERB—F AL A K (1) AW HRER @ A
&, B TFRSSARES T OHEEY.

AL AW T AT REBA . Uk, TREER. TR R
BN, REHRRERBE—FEEREANK (1) LAOYHBREF
A E KRBT LY.

2 S AF Ay Fo | R BACF AR T A BH T XNB R AL A
X (1) b, E4HHMNL, HlTEERN (WP) . KEK
A (SP) « KsHR&Ed. 3k (EC) . & (EW) KEHA
whERIR, TRBER., SFREH (5C)  HRAKEGLHKA .
AR ER. RESER (CS) . HF (DP) . RAHL-M. #
A LEH AN, B XGTAE (GR) . FEFLE., RETEA
B, ROBFAE (W6) . RskFd (S6) « ULV #IA . #A
& KAl 2K

A &FHAEARNARKLELRC4 48, FHlik: Vinnacker-
Kiichler, “Chemische Technologie (4L¥F¥# K)” , & 7 #, C.
Hauser Verlag Miinchen, % v9A&k, 1986; Wade van Falkenberg,
“Pesticides Formulations ( R ZH#|# ) ” , Marcel Dekker N.
Y. , 1973; K. Martens, “*}% % F % F # ( Spray Drying
Handbook) ”» , =4, 1979, G. Goodwin Ltd. London YA #5i&.

Frif b BB A, JeVgtAAr. RE@FEWA . BHALE QR
FEHREC sty Hld A VWatkins, “Handbook of Insecticide
Dust Diluents and Carrier (F XML HBBRFHEAKFHM)” , F=
P&, Darland Books, Caldwell N.J.; H.v. Olphen, “Introduction
to Clay Colloid Chemistry (¥ EMARMLEATT) 7 , B0, T
Wiley & Sons, N.Y.; Marsden, “Solvents Guide (&EH|48&H) ” ,
# —J&, Interscience, N.Y. 1963; McCutcheon’s, “Detergents
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and Bmulsifiers Annual” , MC Publ. Corp., Ridgewood N.J. ;

Sisley and Wood, “Bncyclopedia of surface Active Agents ( &
mEXEANGTALPH)” , Chem Publ. Co. Inc., N.Y. 1964;

Schonfeldt, “Grenzfldchenaktive Athylenoxid- addukte ( X &
EHNILE TR MmRY ) ” , Wiss Verlagsgesell., Stuttgart
1976; Winnacker-K{ichler, “Chemische Technologie” , % 7 #t,

C. Hauser Verlag Miinchen, HWiR, 1986 P A ik,

A EH A AR, ARATEALXIERRESTE X4 ELE
LERBAFESDRRERN, FELAHN. FRAARZLH . BHF
IREKRAFTHGHLY.

TEREDANRYGOREKFHOHA, LEERDRUIRTH
BHIXERDR, TLFBETFAFRRFEEFRRGESEN (HE
Fl. 28H), Bl REATEAAKKREADRE. RCAAKHIBHE
%-ﬁﬁaﬂﬁ&'jec\ Fe B B8 — PR B ARLBRBS . BLARBRES K Rt A XA B s
k. KRB, 22 -ZBT5-6,6/ -—BE4H. —TEEBRMK
BT RS, HETEEDHE, REFEHREFTARE S
BEN. BRBENFRENT B, RANRMEELHHRE.

b RBIREUDREBREAVENTY, T, XTEA. =
FEFTEE, —FTEARLAH LRGN TAIBRIBIM—ARENE
FRA/REEFRRGEEN (LR ) HFIERRESY. T
BRI R G EAR: BFEABRBYEHE (ot 2 REAXRKRE )
RAEB TN, BV REL_BEERE., RFARC_&ER. BF
BEL_EE., RARR-RELR-H47%. RARE. L3LES
Be o b BB IS R BE AR A U L BB BRER, HleRATH LF
X5 B BT RS Ry BR B .

A R EREDR 5 BERERRE BARB R AL ERTT, TR
B AMEHlho: BE. RAKL (F¥L, BELft#zs) 24
b
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B RREHTHAERBE, Hld0, EHHEFME R L
RIENE E O O RBERN T, TR RGBT E AR
R SR

ARG K h IR (BV) TAA A ARG AIER, #AHE
B RAFEEF/ABARLE, PRTEENE, ThAsfiblid
L ES e L e

A1) 6 5 BT A8 T M R AR R AR 6 R
E, SHEERBTREDEHBAN (WRIHS, BARRAET
W) BREERA (PF. BREIBRERNR) AL, B
4 7% W A R AT AR S SRR B AT ok ST B 5 e H R
Hy— B A4k,

KEOBHEHNBELZFANAFTAFT ERFNTRE. ABRLAX
Fldik ., RASAE. ASREHFRRSERESFAEKRELYDR 6
Br R4 & T B

*FHEX. AR, FENFTHRBEEMN G EFTE, FLTE
ITE, Blde “FEFHRFH F 3 K, 1979 %, 6. Goodwin
Ltd., London; J.B. Browning, “BHRMAEMR” , tkFH L4 1967,
pages 147 et seq.; “Perry’ s LFILHAWFMH” ., & 5 IR,
McGraw-Hill, New York 1973, % 8-57 ®.

stF EE#ERAERRPARASL, #lde 6.C. Klingman, “#
B4l #%” , John Wiley and Sons, Inc., New York, 1961, %
81-96 W#= J.D. Freyer, S.A. BEvans, “ZREXEHFH” , & 5
#%, Blackwell Scientific Publications, Oxford, 1968, % 101-
103 .

BRI ZEHFNBFAE 0.1~99 €%, £LERZ 0.1~95 §F
%NER (1) FHBFE.
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T EMERHmE, FHHREGRELH 10~90 EF %, £
100 EZ%HHAFRSBETAFANEIMAR. SHALBRT, FHBF
BRETAF R 1~90, £k 5~80 EF%. BRFANESH 1~30
ETUGEBRMF, BERLES~20EFT%GERDFE, ATHER
EREAY 0.05~80 EF%, ik 2~50 TFUMHERBR. K
SHBEHNRT, FURURGEERIRAETERIRARZETRRSER
BA, A aBasd,. s, Ko gEbyReEN
F1~95EFUXE, RANTI0~80EZT RN,

b, FTEKEEBHRERTOSLANAERAGRERN., BE
. oBA . LR, BERN. BEMN. BEMN. BN, EH. &K
R, EEF . HEF . ALWHF . pHRF A A B A TAH.

X (D) RABRALEETARL AL IALHN (Hiedh) 6
HBRELCHFZERGHR (FTRA . JHH., FLEHA. hE
Fl. FEABAH . ZoH, BHfe/ REKRBATH) BEEA, Hldei
Aot B R SR BT X,

ARSI F XA RHH XS RERERSRAGHETETRGR
Bl de T2 B B da bR, HldmiE Weed Research 26, 441-445,
(1986) , &  “The Pesticide Manual® , 12th edition, The

British Crop Protection Council and the Royal Soc., of
Chemistry, 2000/2001 RE FAF| 69X #kATIR. Hlde, ATEHX
(1) A HASHREANIAYERRBRI AN b E RTREFRY
R, PR aAETF A RERRIFAKER (1S0) X “EA
&7 ATIRNFLHFBANERZLE LT A LA -RRF:

X B (acetochlor) . = fBR E B (acifluorfen) (-44) . XE

&% (aclonifen) . AKH 7088 (Bp[[[1-[5-[2-BE-4-EZHFTE)XE&
A]-2-AERE]-FEAPLAIRAIEAICHRRALTE) , X
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B (alachlor) . RE R (-44) (alloxydim) « #F K4 (ametryn) . *k%H
# (amidochlor) ., B &% (amidosulfuron) . £ % (amitrol) .
AMS (Bp R L #4BR BE) . F#4%5% (anilofos) . ¥R (asulam). FHE
(atrazine) . = =2 M ¥ (azafenidin) . wW = = & %
(azimsulfurone) (DPX-A8947) . & f #& (aziprotryn) . #& £ R
(barban) . BAS 516H ( BF 5-f—2-F R -4H-3, 1-X HmEE-4-F ) .
F.T BEE B (beflubutamid) . Z A EH R (benazolin-ethyl) . #E
B (benfluralin-methyl) . vk ¥ #% (benfuresate) . “F "% & &
(bensulfuron) . 3 # %% (bensulide) . R # A (bentazone) .
benzobicyclon, vt fR (benzofenap) . A AEAXE (benzofluor). &
£ 3 #%& R (benzoylprop) . "R & & (benzthiazuron) . X A R Bt %
(bialaphos) . & B (bifenox) . NBRK FBL (bispyribac) (-44) .
M E & (bromacil) . i T B ¥ Bt (bromobutide) . # ¥ 4
(bromofenoxim) . % ¥ B (bromoxynil) . bromuron . 4 # ¥
(buminafos) . ¥ ¥ BF (busoxinone) . T HE A& (butachlor) . £ R
# B (butafenacil) . # ¥ B (butamifos) . T W ¥ k&
(butenachlor) . &k (buthidazole) . & /R B (butralin). T &
X B (butroxydim) . 2 & R (butylate) . = Bt X Ji:
(Cafenstrole) (CH-900) . X Bt ¥ B (Carbetamide) . = BR ¥ 8§
(Carfentrazone) (ICI-A0051) . BB A5 ¥ (Caloxydim) . CDAA ( Bf 2-
N, N-=-2-"H A TBA) . CDECF=ZA—RRALTE 2-R
% & BE) . R AYEE (Chlomethoxyfen) . ¥ R-F (Chloramben). B KRR
(Chlorazifop) . Chlormesulon (ICI-A0051) . s OB B
(Chlorbromuron) . # ¥ R (Chlorbufam). %3 % (Chlorfenac). £
¥ f (Chlorflurecol) . % ¥ # (Chloridazon) . & % ¥ &
(Chlorimuron—ethyl) . ¥ # # (Chlornitrofen) . %% X %
(Chlorotoluron) . # ¥ & (Chloroxuron) . &R X k& R
(Chlorpropham) . chloraulfuron; # 3 % (Chlorthal) . ¥ # &K
(Chlorthiamid) . % % & (Chlortoluron) . 3F & ¥ B
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(Cinmethylin) . B % 4 (Cinosulfuron) . # ¥ & (Clethodim) .
Wk BF 3 B8 (Cinidon) « FREE B (Clefoxydim) . # 3 & (Clodinafop)
BEBATAEY (Bl 2ok X B~ AA) . 75 28 (Clomazone) . A4H Bk
(Clomeprop) « %R & # ¥ B (Cloproxydim) . Clopyrasulfuron—
methyl, =kvE#%M 2 (Cloransulam) . Cumyluron (JC 940) . ¥4
# (Cyanazine) . 3 R 4 (Cycloate) . ¥ # % & (Cyclosulfamuron)
(AC 104) . "R ¥ & (Cycloxydim) . ZFR % K& (Cycluron) . # A & B8
(Cyhalofop) A A EE#T A 4 (44 TE, DEH-112) . T E &
(Cyperquat) . 3R & (Cyprazine) . 3Re: 3 Bk (Cyprazole) . HFH %
(daimuron) « 2,4-D, 2,4-DB. 2,4-DB. ¥ ¥4 (dalapon). # ¥ &
(desmedipham) . # E % (desmetryn) . #MmEEH (di-Allate). £ER
(dicamba) . #H ¥ B (dichlobenil) . 2, 4-7% & B (dichlorprop) . X
¥R (diclofop) REBEE (e FERER), = ERMK (diclosulam) .

o3 (diethatyl); # %% (difenoxuron) . % #4F (difenzoquat) .

o . BL 3 B (diflufenican) . = # Wb (diflufenzopyr) . KEE =R &
(dimefuron) . "kE JF (dimepiperate) . = ¥ E B (dimethachlor);

B X T % (dimethametryn) . "X % ¥ B (dimethenamid) ( SAN-
582H ) . # k& iX # (dimethazone) . Dimexyflam . € ¥ K
(dimethipin) . dimetrasulfuron. # A& B (dinitramine) . 3 /R &
(dinoseb) . 4% & & (dipropetryn) . 3 75 # (diquat) . & ¥ 4
(dinoterb) . ¥ E ¥ (diphenamid) . #|AEZ (dithiopyr). &ESE
(diuron) . DNOC. . # (eglinazine). BL 77(Bf 5-®R&E-1-(1,1-
— W A)-N-F A -1H-wb ek —4-BK BLAE) . ¥ 3% X (endothal) |

Epoprodan . BPTC . &R ¥ R (esprocard) . T & ¥ *
(ethalfluralin) . B& X ¥ & (ethametsulfuron) . | = = %
(ethidimuron) . & T3 (ethiozin) . Z =k ¥ % (ethofumesate) . &
& F AL % (ethoxysulfuron) . TR FK ¥ B (etobenzanid) (HW 52) .

F5231 (BF N-[2-f—4-RA-5-[4-G-A A L) -4, 5-—&-5-AK-1H-m
i-1-R I RA] ThRRBE. RAER (ethoxyfen) R LB X (Fld0 T
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B, HN-252). 2,4,5-% #& B (fenoprop) . Fenoxan., M=t R¥E R
(fenoxaprop) A HER RER B B (HlloHmk RE R 788 Fom v
AER E) . Fenoxydim., v BL¥ Bk (fentrazamide) . X %
(fenuron) . FTHEARXAALXATEA-L RARX (flamprop) . REFE
(flazasulfuron) . Floazulate. XA E B (florasulam) . s K
¥R (fluazifop) etk BARER A LB X (Hloh B RER TESR
AW BERER TE) . REWAE (flucarbazone) (-45) . RH X
(fluchloralin) . # vz ¥ (flumetsulam). Flumeturon. BEE X
£ 8 (flumiclorac) (-/& &) . #E 28 (flumioxazin) (5-482) .
Flumipropyn . 4k ¥ [ (fluometuron) . Fluorochloridone .
Fluorodifen . Z % # ¥ # (fluoroglycofen) . B ¥ w
(flupoxam) (KNW-739) . Flupropacil (UBIC-4243) . & "2 &% &
(flupyrsulfuron) (¥ B8 KX -44) . % T B (flurenol) . A ¥ &
(fluridone) . #.°% X & (flurochloridone) . £ E X8 (fluroxypyr)
(- & ) . Flurprimidol . =k ¥ B9 (flurtamone) . &£ ¥ £
(fluthiacet) . Fluthiamide. &M E & (fomesafen). W BtA:#R
B (foramsulfuron) . M 4 & (fosamine) . & =% F B
(furyloxyfen) . ¥ 4 B (glufosinate) - 4 ) . ¥ H B
(glyphosate) (- A A 4:) . A A B BLE (halosafen) . sbRE %
(halosulfuron) A £ B (#l 4 F &, NC-319) . A A KRR
(haloxyfop) A B . wARRKR-P (FPHHARARR ) ZHLBE.
“% B (hexazinone) . 2k ¥ B (imazamethabenz) . X ¥ 1
(imazapyr) . R ¥ (imazaquin) A %k X4 . Imazamethapyr,
W oA %k ¥ 8 (imazamox) . ¥ X K ¥ M (imazapic) .
Imazethamethapyr . %k ¥ 18 (imazethapyr) . %€ =k & &
(imazosulfuron) . 2% & B ¥ (indanofan) . #: ¥ m B 4 &
(iodosulfuron-methyl sodium) . #% X B (ioxynil) . T X &
(isocarbamid) . B A& ® (isopropalin). F &% (isoproturon). H
I % (isouron) . J+ME ¥ B (isoxaben) . Isoxachlortole. JrmE f %
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(isoxaflutole) . mE X & (isoxapyrifop) . -F ¥ R
(Karbutilate) . SLEARE R (lactofen). FHREE (Lenacil) . #)
2 (linuron). 2 ¥ 4 & (MCPA) . 2 ¥ 4 & TH& (MCPB) . 2 ¥ 4
#. 7 B Mecoprop) . XE ¥ ik (mefenacet) . #E & (mefluidid) .
& 7 % (mesosulfuron) . ¥ A # ¥ & (mesotrione) . X % ¥
(metamitron) . vt B (metazachlor) . "E=t & (Metham) . BB &
(Methazole) . R 3¥ & (Methazole) . & ¥ B (methoxyphenone) . X
# ¥ (methyldymron) . & #% & (netabenzuron) . Methobenzuron. %
A B Metobromuron) . 5 # ¥ 3 B (« -metolachlor) . =k 3 2%
(metosulam) XRD 511) . ¥ & & (wmetoxuron) . R &% #
Metribuzin) . ¥ %% (metsulfuron). MH. F A X (molinate); &
¥ #) (monalide) . ¥ Jk A B — & B (monocarbamide
dihydrogensulfate) . % %% (monolinuron) . R ¥ % (Monuron) .
MT 128 (Bf 6-8-N-(G-R-2-AME) -5-F HR-N-RE-3-L%HH) .
MT 5950 (BF N-[3-REA-4-(1-FATR)-FEI-2-FEKBLE) .
A ¥ B (naproanilide) . ¥ & B (napropamide) . # ¥ ik
(Naptalam). NC 310 (BF 4-(QQ,4——REXFEBA)-1-FEA-5-F &AL
whowk ) . E R & (Neburon) . A ¥ & & (nicosulfuron) .
nipyraclophen, & /& R (Nitralin). M3 & (nitrofen). A A FE &
(nitrofluorfen) . A3 R (Norfluazon) . 3F¥ JF (Orbencard) . &
3% (Oryzalin) . feAmE=k¥ (Oxadiargyl) (RP-020630) . EE R
(Oxadiazon) . 3k & & & % (Oxasulfuron) . N & % ¥
(Oxaziclomefone) . #.A5E 8% (Oxyfluorfen). F3 # (Paraquat) .
% H J (Pebulate) . + B (Pelargonic acid) . B #» XE
(pendimethalin) . /X ™ =k ¥ (pentoxazone) . & ¥ & k&
(perfluidone) . # ¥ %, (phenisopham) . X #& ¥ (Phenmedipham) .
& % & (Picloram) . # w ¥ A& (picolinafen) . Rk ¥ &
(piperophos) . Piributicarb . Pirifenop . & X &
(pretilachlor) . & ¥ % & (primisulfuron) . & X # &
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(procarbazone)-( 44 ) . 3Rk & # (procyazine) . K X A & R
(prodiamine) . -F f& 36 (profluralin) . & ¥ ik # (proglinazine—
ethyi) . 4} X i# (prometon) . 3} X % (prometryn) . & ¥ 5
(propachlor) . #&#% (propanil) . 23 & (propaquizafop) A} &8 .

it X # (Propazine) . X B X (Propham) . HF & ¥ A&
(propisochlor) . & ¥ % (propyzamide) . & T B #
(prosulfalin) « ¥ ¥ (prosulfocard) . # A ¥ & (prosulfuron)
( CGA-152005) . S ¥ B (prynachlor) . S =¥ B (pyraflufen). wh
o 4 (pyrazolinate) . & ¥ # (Pyrazon) . b " & &
(pyrazosulfuron) . ¥ ¥ = (pyrazoxyfen) . % X ¥ &
(pyribenzoxim) . # ¥ & (pyributicarb) . Pyridafol. iX ¥ it
(pyridate) . A5"2 ¥ (pyrimidobac) . "BAL XK ¥ B (pyrithiobac) (-
44) (KIH-2031) . Pyroxofop A JL B8 (Hlim bk HER) . R EHER
(quinclorac) . % ¥ B (quinmerac) . X # B (quinoclamine) .

Quinofop A HEEHTA M. £ KRR (quizalofop) &R R A K BEAT
AHHleERRLE. HEAXUAREABEFHERARLE,

Renriduro) . E %% % (rimsulfuron) (DPX-E9636) . S 275 (BF 2-
[4-R-2-R-5-Q-FBEKE) RXK]-4,5,6, T-W&-2M-%=) . FX
i# (secoumeton) . # K Z (sethoxydim). FRE [ (siduron). HEHLE
(simazine) . ®| ¥ #% (simetryn) . SN 106279 (B 2-[[7-[2-&.—4-
(ZAFHR)REAI-ZAIEA]IABALTER) . AER
(sulcotrione) . ARk 3 = (sulfentrazon) (FMC-97285, F-6285) .

Sulfazuron. "5 % & (sulfometuron) . 3 H A% (sulfosate) (ICI-
A0224) . B A i % (sulfosulfuron) . TCA. & /R (tebutam)
( GCP-5544) . T =& (tebuthiuron) . whwh 3 f (tepraloxydim) .

4 % (Terbacil) . ¥ 4R R (terbucard) . EF H (terbuchlor) . F
& £ ® 4% (Terbumeton) . #¥ T #& (Terbtylazine) . * ¥ &
(Terbutryn). TFH 450 (B? N, N-—Z A-3-[ (-2 -6-FEXKX)#
BLA1-10-1,2,4-= = -1-8 Bt i) . K8 ¥ & (thenylchlor) (NSK-
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850) . Thiafluamide . 3 =& & (thiazafluron) . K # "¢ %
(thiazopyr) ( Mon-13200 ) . & — =k B (thidiazimin) ( SN-
24085) . "&#% 1 (thifensulfuron) . F ¥ (thiobencard) . T H
B (tiocarbazil) . A5 X2 & (tralkoxydim) . B A& & (tri-allate) .
B X ¥ M (triasulfuron) . X & & B & (triaziflam) .
Triazofenamide. X% (tribenuron). & X B (triclopyr). R¥
3 (tridiphane) . ¥ iA# (Trietazine). FMHFE R (Trifluralin). #
Fed R B (#lde T B8, DPX-66037) . =¥ (trimeturon). =&
W gk M (tritosulfuron) . Tsitodef . X ¥ % (Vernolate) . WL
110547 (BF S-FREXK-1-[3-(ZAFH) -FKA]-1H-w=, UBH-509.
D-489 . LS 82-556. KPP-300. NC-324. NC-330. KH-218. DPX-
N8189. SC-0774. DOWCO-535. DK-8910. V-53482. PP-600. MBH-
001, KIH-9201. BT-751. KIH-6127 A KIH-2023,

RANBEABYREZFEMEINFT DT AT LEREHAETH
M. BRBERZANLESY (1) CESHRED T ERNETITFH
AAridFEN, ERRNESTF 2R REHFEITRERESHCHEHN
BRERENRAGBATERESHS L EAEAHFHE. HBbLART,
HAABHARBRERLAGIESH (1) 94864, Lattdy
(1) AL ESHCREMNIF RN A LN B H. MEUBRFAK
TG ZLFNBAKFT LA GRER / X RN EHalEm, bl
WwEEZHRFEHT, 85X (hk. KA. B, %, 5%
AER) . #E, HE. BER, fRlAE, REBE,

FRTHGUSBEAHZLHNGEHR THeH (1) AL EL
CRERMGELSY:

a) —RFAbrok-3-REBRA LAY, RikksPhe 1-02,4-=
FRA)-S-(TREKA)-5-F A2k -3-RM LB (51-1)
( “sbwd B2 E (mefenpyr) ” ), “The Pesticide Manual” , %
12 &, 2000, Nr. 492, 594-595 W) BARL LA, 4= WO 91/
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07874 Ak e94o-4p;

b)) —RFAXULRERITAY, HidtkédHhi 1-(2,4-—&KX
E)-5-%F Foehek-3-FR B 788 (S1-2) . 1-(2, =KX H)-5-F AL
ek -3-F B LB (S1-3) . 1-(Q2,4——RERX)-5-(1,1-=F )
-3~ BR B (S1-4) . 1-(2, 4=—REL)-5-FKE e -3-£K 8K T
B¢ (S1-5) AAiEegibd4, 4= BP-A-333 131 #= BP-A-269 806 Ff
E e,

c) ERABRVYGMELY, AL ESE DB ER
(fenchlorazole) (AR ZH) (B 1-(2,4-—REXHA)-5-=8YF
E-(10)-1,2,4-=-3-FR B LB (S1-6) BRARiEtod (5% EP-
A-174 562 #= BP-A-346 620) ;

d) 5-FA-R S-FEA-2-FEekaf-3-RBAK 5, S-=FKE-2-F
ek ok —-3- R B A LAY, Kkt sPde S-Q, =R FR)-2-RE
ook -3-R B T BF (S1-7) &K 5S-FE-2-FEvbaR-3-R K LB (S1-
8) BARiEALAH (d=/ WO 91/ 08202 Frikey) , K 5, 5-=FK#k-2-
Fmeok BB LB (S1-9) (MERmE=E (isoxadifen) ) & 5, 5-
SRR --Fmekok B BRE BB (S1-10) K S-(4-AEL)-5-K KA -
2-FmE wkok~3-F B L8R (S1-11) , & B HFH wiHE (V0-A-95/
07897) Frik#gibé-9h;

e) S-Sk A ZERA (S2) #9tiod, Hie (5-R-8-EdkH
£)-TEB-(1-FAT-1-4) 8 (#6444 “ME&s (Cloquintocet-
mexyl)” (S2-1) (A& # “The Pesticide Manual” , % 12 }&,
2000, Nr.195, 195-196 ) .

(5-f-8-4HEHA) -CTH#- (1,3-—FE-T-1-%) 8 (8S2-
2) »

(5-F-8—sak L) - AR -4-FHAA THE (S2-3) .

(5-F -8k A L) -TE-1-AH AL RH-2-2L B (52-4) .
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(5-R-8—EokAHK) -TBRTE (S2-5) .

S-F -8k AN ) ~TLERTEE (S2-6) .

-8k A ) - BB (S2-7)

(5-R-8-EhEL) -2B-2-Q-ZREA-BAAK)-1-T 8
(S2-8) .

S-R -8k AR ) -LEB-2-AA-R-1-4 8 (52-9)
BARLAAY, dofiE EP-A-86 750, EP-A-94 349 f= EP-A-191 736
K BP-A-0 492 366 Bri& #h4LA4;

f) (5-|-8—hEX) A—BMABLESY, RieHi (5-
8-Sk A ) AR CTE. (5-R-8—SHEAK) A-B-FR
B, (5-R-8—EHAE) AR T LEAALGLAEY, I EP-A-0
582 198 ATk #gibb-ah;

g) REA LKA RXALAABITAYR R T ARREGELY
T, Blde

2, i-—RAEEX B (A ALE) (2,4-D) .

4-R-2-FEREA AR (2 F 4 RAKR) . MCPA X 3, 6-—H-
I-FEAXTE (ALB) (XER);

h) BRAGERNR, RRABRKTEAER TLEN LA
A, Bl

“gg¥er (fenclorim) ” ( “The Pesticide Manual” , % 12
B&, 2000, Nr. 325, 386-387 W) (=4,6-—RK-2-FKEEx), £
Ve hEFFS T 6 REB (Pretilachlor) # &4/ M B4,

1) —RUBBEANGERYDR, REAFTHEAFATFNLLA (2
BEREL2N) £A, #lde

“« ~ R AWK (dichlormid) ”» ( “The Pesticide Manual” ,
£ 12 #&, 2000, Nr. 225, 270-271 ®) (=N,N-=3&E£-2, 2-= R
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LBRE)

“R-29148” (=3-—RTBE-2,2,5-ZFA-1,3-medt, K4
Stauffer 23] ) ,

“#2 3 B (benoxacor) ” ( “The Pesticide Manual” , % 12
R&, 2000, Nr. 65, 74-75 W) (=4-—RTBLI,-3, 4-—&-3-F -
20-1, &-KpER) ,

“PPG-1292” (=ERf PPC Lik#y N-H@A-N-[ (1,3-—&H&K
B2 ) FRI-RKOBEE) ,

“DK-24” (=3X§ Sagro—Chem 2 &) &) N-H R E-N-[ (AHEAR
BA) FRI-RTEk) ,

“AD-677 HK” MON 4660” (=4%JB§ Nitrokemia 3 Monsanto
A - ROBA-T-RA-3-R A8k 4, SIRR) ,

“Diclonon” i “BAS145138” % “LAB145138” (=IRH BASF 4
E# 3-—RTBE-2, S5, 5-2FHE-1, - RAEMIK[4.3. 01 k) A

“« Purilazol ” & “MON 13900” ( A& # “The Pesticide
Manual” , £ 12 B&, 2000, Nr. 401, 482-483 W) (= (RS)-3-=
ROBEA-5- Q- A) -2, 2-= FAm 5% ) ;

i) ZREEATAESR G EEBT, bl

“MG 1917 (CAS—EM4 % 96420-72-3) (=R A Nitrokemia 2
gty -—RFE-2-FE-L,3-—REXRR) ., CREZEHER
- |

k) EATRANMASMBGERME, CoLREAHAFHN, 4
Juo

«f2 ¥ g (Oxabetrinil)” ( “The Pesticide Manual” , % 12
B&, 2000, Nr. 577, 689 W) (=(D)-1,3-—REFRK-1-ATF LK
ATDRA (RL) L), CotAAIRNRAARTERRENH
il il
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“B5¥ g (fluxofenim) ” ( “The Pesticide Manual” , # 12
&, 2000, Nr. 389, 467-468 W) (=1-(4-REHK)-2,2, 2-=® A&~
1-Z8-0-(1, 3-—RAFKK-2-AFEL) ), CatAfAIEY
HAATEBRRAEGHT LA, A

“# ¥ B M (Cyometrinil) ” & “ -CGA-43089” ( “ The
Pesticide Manual” , % 12 &, 2000, Nr. 974, 983 ®) (= (Z)-
FREFELADERE (XR) ¢l , ot AMIRNRARTERE
ME G HAT A,

1) R BB R G ENS T, SiLAEAFRN, Fli

“Flurazol” ( “The Pesticide Manual” , # 12 Bg, 2000,
Nr. 376, 450-451 W) (=2-8~4-Z R FTHA-1,3-Eep-5-B B ¥
B), CHRAAMIFTNRTERFAATEERTGHA 2L
i I

m) RoEBMITENRGERR, SrLAEHHAFAN, Fld

«RBEE” ( “The Pesticide Manual” , % 12 B, 2000, Nr.
1249, 1009-1010 ) (=1,8-A—BRAF) , CoERHHIRNK
MAREE T RERENRE QM 2R,

n) XF_Ed CBITEDEGERYR, Flie

“CL304415” (CAS—EMF 31541-57-8) (=R g X EH a8
2-(4-HBE-KF—ah-4-%) -CR) , CREZEIZRGAR
Rk B F 6 2R

O BRT EARA FHYNRIERRZIS), B TLRFHY (05
X)) EAZLANERGERHR, Hlke

“oR B F”7 R MY-93” ( “The Pesticide Manual” , % 12 )R,
2000, Nr. 251, 302-303 ®) (=%=R-1-ZAKKEKR-S-1-FHA-1-X
zEg) , CamEAARATRARBREMNEZRMENGLEN,

“FE®E” R” SK23” ( “The Pesticide Manual” , % 12 J&,
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2000, Nr. 207, 247 ®W) (=1-(1-F EX-1-X T E)-3-%-F X
M), GaitAR FRARRENRREEREFGLLA,

“Cumyluron” = “JC-940” (=3-Q-8FEAFHX)-1-(1-FH%-
- E) B (2F JP-A-60087254) , 4 Ah A FHRAREKN®R
FHRREG LA,

« LB E” XK ONK049” (=3, -—FEA-4-FEEX_KXFTEW) ,
AR FTRAARBEARENREGLLAM,

“CSB” (=1-#—4- (R FEBBLA)-K) (CAS-Z A% F-54091-
06-4, B A Kumiai) , B A A A FRAREKHREANREN XL
i

p) X (S &) N-BEABRBBER L £

R4
R2 o l o (RS)m

|
R! TN“@’EFN (S3)
(R%),

S fL A WO-A-97 / 45016 P AT H4iL 64
q) X (S4) ey B ABAmBAX T B, MHFALAENTY X,

R1
™~ o
e
—N _U_@- R,  (S4)
[ X
4

R), R
4o f /2 B PR P35 % PCT / EP98 / 06097 ¥ AT fgik 8y, A

R1

Q1
\‘E»n
R? {S5)

G
Q"

o

]

o=w

N
|
R2

R3

Jo B A2 WO-A-98 / 13 361 ATk by
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CHIARFAREERLTFRGEE,

ERTEM SR E, (S1-1) & (S1-9) #= (S2-1) ZH&HNA
#4y, LERZ (S1-1) & (S1-9) .

— o MEAREN Sl T RAE, HIART AT TH
EHMGRIAAZS, BRREAT FTRFEDHERPER.

BRER (RAY) R GEFTATRAETHREMNGEAE
BEKREONGHK, A TEABREHEEAAEA, Hldofik 200:1 )
1:200 845 B A, 48k 100:1 3 1:100, 4502 20:1 &) 1:20. Afi&
ZoRTREMTFAY (1) AALREGHEELHRER / F A
Besl, HEIRBRFHANIBROMEREN —RBHFRA. ZEA
i, BEWEAEXAENRENIREN A ARIATEZAT
W7 XHRE, i, TEEHHN. b, SEMNFRTHEES
M@z RARFEE. B LEBRBBEARNARTRFNEREMR
R EE RFRE LSRR,

X (1) woHhe AR EERIESNEL M ERE. BE. FTAKRE
F R mEN., BiZAaAETRBEL, i, £ 0.001 & 10.0
IR Z R B E S MR, 1adhiaT 0.005 & 5 af/am
2, #AZE001E1AF/ARZE,

A AF KA

LA 1

1-RE-4-(5, T-—F 41,2, 3, 4w EE-1-2H)-1,3,5-=%

a) ¥ 27.0 £ (0.13 BR) 1-RE-5T-=F%-1,2,3,4-9&
R#mb 115 £ (0.13 BR) RAMI A4k, FERE 60 TH
1,2-—8E ¥, RigRdHAE 140-160°C FThn#k 150 247, BB 4
FEBHHREY, LEXBEMBEREGRS. ELHAIANLINE
AFRZE, TARBEF 40.0 % (94%e9 48, EAH KT 90%49
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WE ) 1-WRE-S, T-—F 4-1,2,3, 4-wa AL, K5 215-216
C.

b) A& 1.01 % (0.044 BBR) 84T 50 EA FTE &) FEELHAH
RPN 370 & (0.013 BBAR) 1I-MWE-5,T-=FK-1,2,3, 4-
WE AL, MEMmA 3.7 % (0.03 BR) BB, £ 25CTH
15 I, BREZKFTEMARLRASYF, 2 5HWARHHEK
MA—RTRERAAAL, EE—ABLT, 4 BANAFESH 4
FlARBATIR., ¥ TRABRIF—ATRAARE. RATRTE
KABDRERBRECESBRMA 2.3 5 (629654 0% 4k
B N-(5,T-=—F £-1,2,3,4-w & -1-BAA)-1,3,5-=%-2,4-=
Jz, & 178-180TC,

AEMATA L SR | FRKFER 1 A 2 FAAHLAMNLSES

#.
ERF:
NI. = RRPR KA G
m, . = BEE (BE) ACH
state =REKRSALCHE CREF)
Me = ¥&
Et =k
Pr = AKX
i-Pr = FAA
X-i-Pr = ZRAMFAE

#i4e F-i-Pr=f A FRA, BF FX#-CF(CH),

c-Pr = XAk
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1-Me—c-Pr = 1-FEKAL
t-Bu = _RTH
Ph = XE
Bz = ¥ Kk
Ac = LBtA
Numbers = EXRLYBRRENTHE - AMARMARTEA A
Bl 5 n ) BAREX X 42 E
Morpholino = —"Bsjk
/~ \
N O
\__/
Piperidino = —"&k®2
E:
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£ 1: X (1-A) by

H
2 X4
% /Y N3
N N 1 X 5
TR —+—(R"),
142 X 12X
R'R°N N ffl X
R® 1,
R
No. NR'R? R® R* X'=x2 X=X (RY), (Y
1 NH, H H -C=C-C=C-  2-Me, 4-Me -CHo-CH-
2 NH; H H -C=C-C=C-  2-Me, 4-Me -CMeH-CH,-
3 NH. H H -C=C-S- 2-Me -CHz-CH,-
4 NH; H H -C=C-C=C-  2-Me, 4-Me -CHp-CH,-
5 NH H H -C=C-C=C-  4-Me ~CH2-CHg-
6 NH H H -C=C-C=C-  1-Me, 4-Me -CH-CHr-
7 NH; H H -C=C-C=C-  2-Me, 4-Me -CHp-CH,-
8 NH; H H -C=C-C=C-  4-Me -CHz-CHy-
9 NHC(=0)-CH,- H H -C=C-C=C-  2-Me, 4-Me -CHp-CH;-
CHz-Cl
10 NHC(=0)-CH,- H H -C=C-C=C-  2-Me, 4-Me -CH-CH,-
CHz-CI
11 NH2 H H -C=C-C=C-  2-Me, 4-Me -CH-CH,-
12 NHC(=O)-CH,- H H -C=C-C=C-  2-Me, 4-Me -CH-CH,-
OCHs
13 NHC(=0)-CHp- H H -C=C-C=C-  2-Me, 4-Me -CH-CH,-
OCH3
14 NH, H H -C=C-C=C-  2-Me, 4-Me -CHz-CH,-
15 NHC(=0O)-CHs H H -C=C-C=C-  2-Me, 4-Me -CHz-CH,-
16 NH, H H -C=C-C=C-  1-Me, 2-Me, -CH-CH-
4-Me

69

-NMe-
-NMe-

-NMe-

-C(=0)-

C(=0)-

C(=0)-

CHOH

CHOH
CHOH

-CHz-

(I-A)

State/m.p.
(°C}

178-180

119-121

106-108
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No. NR'R? R R* X'=X2X3=X" (R%)n Yen Y? State/m.p.
(°C)
17 NHC(=O)-CHs H H -C=C-C=C-  1-Me, 2-Me, -CH;-CHz-  -CHq-
4-Me
18 NH, H H -C=C-C=C-  1-Me, 3-Me, -CH»CH,-  -CHj-
4-Me
19 NH, H H -C=C-C=C-  3-Me, 4-Me -CHz-CH;-  -CHp- 208 -211
20 NH; H H -C=C-C=C-  3-F,4-Me  -CHp-CHy-  -CHy-
21 NH H H -C=C-C=C-  3-Cl,4-Me -CHpCHz  -CHj-
22 NH, H H -C=C-C=C-  2-Et -CHo-CH,- -CHa-
23 NH; H H -C=C-C=C-  2-Et,4-Me -CHp-CHp  -CH,-
24 NH, H H -C=C-C=C-  2-(1™fluoro} -CHo-CHz-  -CHz-
Et, 4-Me
25 NHMe H H -C=C-C=C-  2-Me, 4-Me -CHy-CHp-  -CHy-
26 NMe; H H -C=C-C=C-  2-Me, 4-Me -CHyCHo-  -CHy-
27 NMe(CO)Me  H H -C=C-C=C-  2-Me, 4-Me -CHp-CHo-  -CHo-
28 NH, H H .C=C-C=C-  2-F,4-Me  -CMeH-CHpx -CHy-
29 NMeH H H -C=C-C=C-  2-Me, 4-Me -CMeH-CHx -CHo-
30 NH; H H -C=C-C=C-  2-Me, 4-Me -CH-CHq- - B4R R
31 NH, H H -C=C-C=C-  3-Me, 4-Me -CHp-CHp- -
32 NH; H H -C=C-C=C-  2-Me,3-Me -CHzCH,- - B AR08 K
33 NH; H H -C=C-C=C-  2-Me, 3-Me, -CHp-CHp- - B 4385k
4-Me
34 NHz H H -C=C-C=C-  1-Me, 4-Me -CHpCHp -
35 NH; H H -C=C-C=C-  3-Me, 4-Me -CH,- -0-
36 NH» H H -C=C-C=C-  1-Me,4-Me -CHo- -O-
37 NH; H H -C=C-C=C-  2-Me, 4-Me -CH- -O-
38 NH, H H -C=C-C=C-  2-Me -CHy- -O- 184-190
39 NH. H H -C=C-C=C-  2-Me -CHa- -NMe-
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°C)
40 NH; H H -C=C-C=C-  2-Me, 4-Me -CH»- -NMe-
41 NH; H H -C=C-C=C-  1-Me, 2-Me -CH- -NMe-
42 NH, H H -C=C-C=C-  2-Me, 3- -CH2-CHo- -NMe-
OMe 4-Me
43 NH, H H -C=C-C=C-  1-Me, 2-Me -CHg- -
CHMe-
44 NH, H H -C=C-C=C- 2-Me -CH- -
CHMe-
45 NH, H H -C=C-C=C-  3-Me ~CH,- -
CHMe-
46 NH, H H -C=C-C=C-  3-Me,4-Me -CHo- -
CHMe-
47 NH, H H -C=C-C=C-  1-Me, 3-Me -CHo- -
CHMe-
48 NH H H -C=C-C=C- 2-Me -CHMe- -
CHMe-
49 NH, H H -C=C-C=C-  2-Me, 4-Me -CHMe- -
CHMe-
50 NH. H H -C=C-C=C-  1-Me, 4-Me -CHMe- -
CHMe-
51 NH, H H -C=C-C=C-  1-Et -CHMe- -
CHMe-
52 NH, H H -C=C-C=C-  2-Et -CHMe- -
CHMe-
53 NH, H H -C=C-C=C-  2-(1*fluoro)- -CHMe- -CH,-
Et
54 NH, H H -C=C-C=C-  3-(1-fiuoro)- -CHMe- -CH,-
Et
55 NH, H H -C=C-C=C- 3-F -CHMe- -CHy-
56 NH, H H -C=C-C=C- 1-F -CHMe- -CH,-
57 NH;, H H -C=C-C=C-  1-Cl -CHMe- -CH,-
58 NH, H H -C=C-C=C-  3-Cl -CHMe- -CHp-  177-179
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59 NMe; H H -C=C-C=C- 3-F -CHMe- -CH,-

60 NHC(=O)Me  H H -C=C-C= 3-F -CHMe- -CHz-

61 NMeC(=O)Me H H -C=C-C=C- 3-F -CHMe- -CH;-

62 NHC(=0)CH>- H H -C=C-C=C- 3-F -CHMe- -CHq-
OMe

63 NHC(=O)CFs H H -C=C-C=C-  3-F -CHMe- -CH,-

64 NHC(=0)CH- H H -C=C-C=C-  3-F -CHMe- “CHa-
CHz-Cl

65 NHC(=Q)CH=C H H -C=C-C=C- 3-F -CHMe- -CHz-
H

66 NHC(=O)Ph  H H -C=C-C=C-  3-F ~CHMe- -CHp-

67 NHC(=O)Me  H H -C=C-C=C-  3-F -CHo- -CHo-

68 NMeC(=O)Me H H -C=C-C=C-  3-F -CHa- -CHo-

69 NHC(=O)CH- H H -C=C-C=C- 3-F -CH,- -CH,-
OMe

70 NHC(=O)CFs H H -C=C-C=C-  3-F -CH,- -CHo-

71 NHC(=O)CH»- H H -C=C-C=C-  3-F -CH- -CH:-
CH2-Cl

72 NHC(=O)CH=C H H -C=C-C=C-  3-F -CH;- -CH-
H,

73 NHC(=0)Ph  H H -C=C-C=C-  3-F -CHo- -CHo-

74 NMe2 H H -C=C-C=C-  3-F -CH,- -CHz-

75 "hERdX, H H -C=C-C=C-  3-F -CHp- -CHo-

76 NHAC H H -C=C-C=C-  1-Me, 3-Me -CHo-CHa- -S-

77 NHNH, H H -C=C-C=C-  1-Me, 3-Me -CH-CHo- -S-

78 NHvkeZz T3 H H -C=C-C=C-  1-Me, 3-Me -CHp-CHo- -S-

79 NH, H H -C=C-C=C-  2-Me, 4-Me -CH,-CHa- -S- 114 - 116
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c)
80 NH; H H -C=C-C=C-  1-Me, 2-Me, -CHpCHp-  -S-
3-Me
81 NH; H H -C=C-C=C-  1Me, 3-Me -CHyCHMe- -S-
82 NH, H H -C=C-C=C-  2-Me,4-Me -CH,- -S-
83 NH, H H -C=C-C=C-  1-Me, 3-Me -CMeH-CHp- -S-
84 NH; H H -C=C-C=C-  4-Me -CHz-CHPh-  -S-
85 NH, H H -C=C-C=C-  1-Me, 4-Me -CH;CMe,- -S-
86 NH, H H -C=C-C=C-  1-F,3-F -CHy- -S-
87 NH, H H -C=C-C=C-  3-Me -CHo- -S-
88 NH; H H -C=C-C=C-  1-Me, 4-Me -CHq- -S-
89 NH, H H -C=C-C=C-  1-Me, 3-Cl -CHx -S-
90 NMe;, H H -C=C-C=C-  1-Me, 3-Me -CH,- -S-
91 "HhspkAX, H H -C=C-C=C-  1-Me, 3-Me -CH»-CH,-  -SO-
92 NHAc H H -C=C-C=C-  1-Me,3-Me -CH,- -S-
93 NHNH; H H -C=C-C=C-  1-Me, 3-Me -CHy- -S-
94 NHk=e-FX H H -C=C-C=C-  1-Me, 3-Me -CHq- -S-
95 NH; H H -C=C-C=C-  2-Me, 4-Me -CHy- -S-
96 NH, H H -C=C-C=C-  1-Me,3-F  -CHy- S
97 NH, H H -C=C-C=C-  1Me, 3-OMe -CHo- -S-
98 NMe; H H -C=C-C=C-  2-Me,4-Me -CH- -0-
99 NH, H H -C=C-C=C-  1-Me,3-Me -CMeH-CHx- -O-
100 NH, H H -C=C-C=C-  4-Me | -CH-CHPh-  -O-
101 NHz H H -C=C-C=C-  1-Me, 4-Me -CH-CMe,- -O-
102 NH; H H -C=C-C=C-  1-F,3-F -CHa- -0-
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103 NH, H H -C=C-C=C-  1-Me, 3-Me -CHo- -O-
104 NH, H H -C=C-C=C-  1-Me, 4-Me -CH,- -CO-
105 NHMe H H -C=C-C=C-  1-Me, 3-Me -CH,- -O-
106 NMe; H H -C=C-C=C-  1-Me, 3-Me -CHy- -O-
107 *BoksX, H H -C=C-C=C-  1-Me, 3-Me -CHy-CHp-  -O-
108 NHAc H H -C=C-C=C-  1-Me, 3-Me -CH,- -O-
109 NHNH; H H -C=C-C=C-  1-Me, 3-Me -CH,- -O-
110 NH k2T 4 H H -C=C-C=C-  1-Me, 3-Me -CHq- -O-
111 NH, H H  -C=C-C=C- 2-Me, 4-Me -CMeH- -O-
112 NH, Me H C=C-C=C-  1-Me, 3-Me -CH,- -0-
113 NH, H Me  -C=C-C=C-  1Me, 3-Me -CH.- -O-
114 NH, H Me  -C=C-C=C- 2-Me, 4-Me -CHy-CH,  -O-
115 NH; H H -C=C-C=C-  1-Me, 2=  -CHyCHp-  -O-
OMe, 3-Me
116 NHMe H H .C=C-C=C-  4-Me -CHy-CHp-  -O-
117 NH; H H .C=C-C=C-  1-Me, 2-OEt, -CHz-CHo-  -O-
4-Me
118 NH, H H -C=C-C=C-  1-F,3-F -CHp-CHo-  -O-
119 NH, H -CHz- -C=C-C=C-  1-Me, 3-Me -CHx-CH»  -O-
OMe
120 NH, H H -C=C-C=C-  2.OEt, 4-Me -CH»CH,-  -O-
121 NH, H H -C=C-C=C-  1-Me, 3-Me -CH,-CH,-  -O-
122 NMe; H H -C=C-C=C-  1-Me, 3-Me -CH-CHy-  -O-
123 ok, Me H -C=C-C=C-  1-Me, 3-Me -CHp-CH,-  -O-
124 NHAC H H -C=C-C=C-  1-Me, 3-Me -CH-CH»  -O-
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No. NR'R? R’ R X'=XEX3=X4 (R, ) Y? State/m.p.
°C)
125 NHNH, H H -C=C-C=C-  1-Me, 3-Me -CHy-CHr  -O-
126 NHvkse F4& H H C=C-C=C-  1-Me, 3-Me -CHzCHr  -O-
127 NH H H  -C=CC=C- 2-Me,3-Me, -CHyCHr  -O-
4-Me

128 NH; H H -C=C-C=C-  2-Me, 3-Me -CHp-CHy-  -O-
129 NH; H H -C=C-C=C-  1Me, 3-Me -CHz-CHMe- -O-
130 NH; H H -C=C-C=C-  2-Me,4-Me -CHzCH»  -NH-
131 NH;, H H -C=C-C=C-  1-Me,3-Me -CHxCH>  -NMe-
132 NH; H H -C=C-C=C-  4-Me «CHz-CH-  -NH-
133 NH, H H -C=C-C=C-  1-Me,4-Me . -CHxCH;-  -NAc-
134 NH, H H -C=C-C=C-  1-F,3-F -CHz-CHz-  -NBz-
135 NHz H H -C=C-C=C-  1-Me, 3-Me -CH»CHy  -NH-
136 NH; H H -C=C-C=C-~  1-Me, 4-Me -CHyCH;>  -N(=O)-
137 NHa H H -C=N-C=N-  1-Me, 3-Me -CHo-CH;-  -NH-
138 NMe; H H -C=C-C=C-  1-Me, 3-Me -CHyCHz-  -NPh-
139 “BoRdX, H H -C=C-C=C-  1-Me, 3-Me -CHz-CHr  -NEt-
140 NHAc H H -C=C-C=C-  1-Me,3-Me -CHp-CHy  -N-i-Pr-
141 NHNH; H H -C=C-C=C-  1-Me,3-Me -CH-CH  -N-

n-Pr-
142 N s FHA  H H -C=C-C=C-  1-Me, 3-Me -CHy-CHy  -NH-
143 NH, H H -8-C=C- 4-Me «CHzCHy  -NH-
144 NH, H H -c=c;s- 1-Me, -CH-CHp-  -NH-
145 NH; H H -C=C-C=C-  1Me,3-Me -CHy-CHMe- -NPh-
146 NH; H H -C=C-C=C-  2-Me -CHy-CHp- - B4Rk
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146- NH. H H -C=C-C=C-  2-Me -CH2-CHo- - 141-143; opt.
R rof.: 93.1°,
¢=1, CHCl,,
22°C; EE:
95.7 %
146- NH; H H -C=C-C=C- 2-Me -CH»-CH- - 141-143; opt.
S rot.: - 94.4°,
c=1, CHCh,
22°C; EE:
90.2 %
147 NH, H H -C=C-C=C- 2-Et -CHo-CHp- -
148 NH; H H -C=C-C=C-  2-i-Pr -CHo-CHz- -
149 NH, H H -C=C-C=C- 2-OMe, 4- -CHp-CH,- -
Me
150 NHwkeF3% H H -C=C-C=C-  2-Me, 4-Me -CHz-CHq- -
151 NH. H H -C=C-C=C-  2-Me, 4-Ph -CHq- -O-
152 NH, H H -C=C-C=C- 2-F,4-Me  -CHy-CH» -
153 NH;z H H -C=C-C=C-  2-Me, 4-Ph -CHz-CHz- -
154 NH. H H -C=C-C=C-  2-Me, 3-Cl, -CHy-CHz- -
4-Cl
155 NH; H H -C=C-C=C-  2-Me, 4- -CHz-CHg- -
OMe
156 NH; H H -C=C-C=C-  2-Me, 4-F  -CHz-CHz- -
157 NH. Me Me -C=C-C=C-  2-Me, 4-Me -CH,-CH- -
158 NH. H H -C=C-C=C-  2-Et,4-Me -CHyCHy- -
159 NH. H H -C=C-C=C-  2-i-Pr, 4-Me -CHz-CHq- -
160 NH, H H -C=C-C=C-  2-Me, 4-Me -CMeH-CH,- - 127-129
161 NH. H H -C=C-C=C-' 1-Me, 4-CI  -CHy-CHy- -
162 NHC(=O)-CH>- H H -C=C-C=C-  1-Me, 4-Me -CHy-CHg- -

CHz-Cl
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No. NR'R? R’ R X'=X3=x (RY), e Y? State/m.p.
(°C)
163 NH; Ac H -C=C-C=C-  1-Me,4-Me -CHpCH, -
164 NH; H H -C=C-C=C-  2-Me,3-F  -CHxCH,- - 108-115
165 NH; H H -C=C-C=C-  2-Ci,3-Me -CHx-CH,- -
166 NH; H H -C=C-C=C- 2-CHz-CHz-  -CH2-CH»- -
CHz-3
167 NH, H H -C=C-C=C-  3-Et -CHz-CH;- -
168 NHz H' H -0-C=C- 3-Me -CH2-CHg- -
169 NHz H H -C=C-C=C- 1-Me, 3-Et  -CH2-CHaz- -
170 NH H H -C=C-C=C-  1-Me, 3-Me -CHz-CH- -
171 NH; H H -C=C-C=C-  2-Me,4-Me -CHz-CHo- -
172 NH H H -C=C-C=C-  1-Me, 3-Me, -CH-CH,- -
4-Me
173 NH; H H -N=C-C=C- 2-Me, 4-Me -CH-CH»- -
174 NH H H -N=C-C=C-  3-Me -CH2-CH2- -
175 NH: H H -C=C-C=N-  1-Me, 3-Me -CHrCHz .
176 NH> Me H -C=C-C=C-  2-Me -CHz-CHo- -
177 NH; H H -C=C-C=C-  2-Et,3-Me -CHyCH,- -
178 NH; H H -C=C-C=C-  3-COOMe -CHp-CHp -
179 NH. H H -C=C-C=C-  2-COOEt  -CHx-CH,- -
180 NH» H H -C=C-C=C- 2-CFs -CH2-CHe- -
181 NH2 H H -C=C-C=C- 2-c-propyl  -CHz-CHz- -
182 NH, H H -C=C-C=C-  2-CCiF3 -CH2-CHz- -
183 NH: H H -C=C-C=C- 1-Me, 2-Me, -CH2-CHy- -
’ 3-Me
184 NH; H H -C=C-C=C-  2-CH»-OMe -CH>-CH;,- -
185 NH. H H -C=C-C=C- H -CH2-CH>- - 183-185
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(°C)
185- NH, H H -C=C-C=C- H -CHy-CHz- - 149-151; opt.
R ) rot.: 93.3°,
¢=1, CHCls,
21°C;
185- NH, H H -C=C-C=C- H -CHo-CHy- - 149-151; opt.
S rot.: -84.6°,
¢=1, CHCls,
21°C;
186 NH, H H -C=C-C=C-  2-Ac -CHy-CHp -
187 NH;, H H -C=C-C=C-  2-Ac,4-Me -CHz-CH,- -
188 NH, H H -C=C-C=C- 2-CN -CHx-CHpy -
189 NH, H H -C=C-C=C-  2-Ph -CH2-CH,- -
190 NH; H H -C=C-C=C-  2-(2-thienyl) -CH,-CHp -
191 NH, H H -C=C-C=C-  4-Ph -CH2-CHp- -
192 NHPh H H -C=C-C=C- 2-Me -CH2-CHg- -
193 NH, Ph H -C=C-C=C-  2-Me -CHz-CHz- -
194 NH; C(=0)- H -C=C-C=C-  1-Me -CHo-CHy- -
CH.-
OMe
195 NHBz H H -C=C-C=C- 2-Me, 3-Me -CH»-CHy- -
196 NH; H H -C=C-C=C-  1-Me, 2-F, 4- -CHp-CHp- -
Me
197 NH, H H -C=C-C=C-  3-F,4-Me  -CHy-CHy- - 122-123
198 NH; H H -C=C-C=C- H -CHMe-CH,- - 103-105
199 NH, CH> H -C=C-C=C- H -CH2>-CH;- -
OMe
200 NH, CH> H -C=C-C=C- H -CHp-CHp- -
CHy-
OMe
201 NH: Ac H -C=C-C=C- H -CHo-CHy- -
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202 NH, H H -8-C=C- H -CHp-CHp- -

203 NH; H H -C=C-C=C- H -CHp- -O-  188-192
204 NH, H H -C=C-C=C-  2-OH -CHz-CHp- -

205 NH, H H -C=C-C=C-  3-CH=CH, -CHz-CH» -

206 NH; Bz H -C=C-C=C- H -CHzCHp- -

207 NH H- Me  -C=C-C=C- H -CHz-CHz- -

208 NH;, H H -C=C-C=C- 30=cH  -CHzCHz -

209 NH, Ph H -C=C-C=C- H -CHx-CHp- -

210 NH; H H -C=C-C=C-  gc=cH  -CH2CHr -

211 NH; H H -C=C-C=C-  2-CH=CH, -CHpCHp- -

212 NH H H -C=C-C=C-  2-CH=CH; -CMeH-CH,- -

213 NH, H H -C=C-C=C- 2| CHp-CHp- -

214 NH; H H -C=C-C=C- 34 -CH2-CHz- -

215 NH; CHO H -C=C-C=C- H -CHp-CHy -

216 NH; H H -C=C-C=C-  2-Br -CHz-CH- -

217 NH; H H -C=C-C=C-  3-Br -CHrCHp -

218 NH; H H -C=C-C=C-  2-NHCHO  -CHyCH,- -

219 NH, H H -C=C-C=C-  2-NHAc -CHz-CHp- -

220 NH, H H -C=C-C=C-  2-NHCO-Ph -CHz-CH,- -

221 NH; H H -C=C-C=C-  2-NHPh -CHxCH- -

222 NH; H H -C=C-C=C-  2-Ph,4-Me -CH»CH,- -

223 NH, H H -C=C-C=C-  2-O-Ph -CHz-CHz- -

224 NH; H H -C=C-C=C-  2-OMe -CH-CHp- -

225 NH, H H -C=C-C=C-  2-OEt -CH2-CH» -
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226 NH; H H -C=C-C=C-  2-0-i-Pr ~CHz-CHz- -
227 NH; H H -C=C-C=C- 4-OMe -CHp-CHg- -
228 NH H H -C=C-C=C-  4-OFEt -CH2-CHg- -
229 NH; H H -C=C-C=C-  4-O4-Pr -CHz-CHo- -
230 NH» H H -C=N-C=N H -CHz-CHo- -
231 NH» H H -N=C-N=C- H -CHz-CHz- -
232 NHz H H -C=N-N=C- H -CHz«CHz- -
233 NH, H H -N=C-C=N- H -CH2-CHa- -
234 NH; H H -N=C-N=C-  2-Me -CHy-CH.- -
235 NH; H H N=C-N=C-  2-CF; -CH»-CHp- -
236 NH; H H -N=C-N=C-  2-(1-fluoro)- -CHo-CHa- -
Et
237 NH; ] H -N=C-N=C- 2-(1-fluoro)- -CH,-CHo- -
i-Pr
238 NH, H H -N=C-N=C-  4-OMe -CH3-CHa- -
239 NH; H H -N=C-N=C-  2-OMe -CHz-CHo- -
240 NH; H H -N=C-N=C-  2Me, 4-OMe -CHp-CH2- -
241 NH; H H -N=C-N=C-  2-OMe, 4- -CHz-CHqz- -
OMe
242 NHAc H H -N=C-N=C-  2-OMe, 4- -CHz-CHq- -
OMe
243 NHAc H H N=C-C=C-  2-OMe ~CHz-CHo- -
244 NH; H H -N=C-C=C-  2-OMe -CH,-CH3- -
245 NH, H H -N=C-C=C-  4-OMe -CHp-CHo- -
246 NH, H H -C=C-C=N-  2-OMe _ -CHpCHz -
247 NH, H H -C=C-C=N- H -CHp-CHg- -
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248 NH» CHO H -C=C-C=N- H -CH-CHp- -
249 NH; H -CH,- -C=C-C=C- H -CH-CHp -
OMe
250 NH, H Me -C=C-C=C- H CH: o)
251 NH: H H -C=C-C=C- H CH. NMe
252 NH, H H -C=C-C=C- 1-Me, 4-Me CH: o
253 NH H H -C=C-C=C-  1-Me,4-F  CHMeCH,
254 NH; Me COO- -C=C-C=C- 2-Me, 4-CI CH,CPhH e}
Me
255 NH; Me CN -C=C-C=C-  2-Me,4-Me CHz CH.
256 NHz Ac Ac -C=C-C=C-  2-Me, 4-Me CH, CH;
257 NHp CHO Me -C=C-C=C- 2-Me, 4-Me CH; CHz
258 NMe; H H -C=C-C=C-  2-Me, 4-Me CH: CH:
259 NHCHO CH,O- H -C=C-C=C-  2-Me, 4-CFs CH: -
Me
260 *BokAX, Bz Me -C=C-C=C-  1-Me, 4- CH-CHMe  NMe
OMe
261 kT A H H -C=C-C=C-  3-OMe CHz-CH2 CHMe
262 NHAc H H .C=C-C=C-  2-Me,4-Me CHx-CHPh -
263 NHNH; Me H -C=C-C=C-  3-Me, 4-Me CHx-CHMe S
264 NEt H H -C=C-C=C-  3-Me, 4-Et CHMe-CH, S
265 NHPh H H -C=C-C=C- 2-Ac,4-Me CHz-CH: S
266 NHBz H H .C=C-C=C-  3-OPh CH2-CHa S
267 NHCOPh H H -C=C-C=C- 3-OCOPh  CHx-CHa o)
268 NH; 4-Cl-Bz H .C=C-C=C-  2-Me, 4-Me CHx-CH; o)
269 NH, H Me -C=C-C=C-  2-Me, 4-Me CHx-CH S
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No. NR'R? R R* X'=X2X3=x4 (R%), (")m y? State/m.p.
(°C)

270 NH; H Et -C=C-C=C-  2-Me, 4-OEt CHz-CH, s
271 NH, H H -C=C-C=N-  2-Me CHz-CH, s
272 NH; H H -C=C-C=N- H -CHy-CH>- -~
273 NHMe H H -N=C-N- 3-Me -CH-CH-  CH:
274 NHMe H H -N=C-N- 2-Me, 3-Me -CHxCH,-  CH;
275 NH. H H -N=C-N- 3-Me -CH»CH,-  CH2
276 NH2 H H -N=C-N- 2-Me, 3-Me  -CH2-CHg- CH:2
277 NHMe H H -N=C-N- 3-Me -CHz-CHz -
278 NHMe H H -N=C-N- 2-Me, 3-Me -CHz-CHo- -
279 NH, H H -N=C-N- 3-Me -CHyCHz- -
280 NH. H H -N=C-N- 2-Me, 3-Me -CHpCHx- -
281 NH; H H -C=C-C=C-  2-Me, -CHMe-CHz- - 198-200
282 NH;, H H -C=C-C=C-  2-F, -CHMe-CHz- - 95-97
283 NHAc H H -C=C-C=C-  2-F, -CHMe-CHz- - 175-177
284 NHC(=0)CCly  H H -C=C-C=C-  2-F, -CHMe-CHz- -
285 NHC(=O)CFs  H H -C=C-C=C-  2-F, -CHMe-CH,- - R
286 NHC(=O)CHzCl H H -C=C-C=C-  2-F, -CHMe-CHp- - R
287 NHC(=0)C,Hs H H -C=C-C=C-  2-F, -CHMe-CHp- -
288 NH; H H -C=C-C=C- 2-F,4Me -CHyxCH- O 96-99
289 NH, H H .C=C-C=C-  2-F, CHCH,- O 92-94
290 NH, H H -C=C-C=C-  1-Me -CHMe-CHp- - B4R,k
291 NH, H H -C=C-C=C- 2-Me -CHEt-CHp- - 8K
292 NH; H H -C=C-C=C-  2-Me -CMex-CHo- - 186-188
293 NH, H H C=C-C=C-  2-Me, 3-Me -CHMe-CHp- - 155-160
294 NH, H H -C=C-C=C-  4-Me -CHMe-CHp- -
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No. NR'R? R’ R* X=x2X3=X (R, Y Y? State/m.p.
°C)

295 NH, H H -C=C-C=C- H CH:.CH,CH, O

296 NH, H H -C=C-C=C-  1,2-Me, 4-F -CHp-CH,- - 211 - 212

297 NH, H H -C=C-C=C-  14-ClI -CHp-CHp- - 210

297 NH; H H -C=C-C=C- 1-Me -CHz-CH- - B 458K

297 NH;, H H -C=C-C=C-  14-F -CHz-CHz- - 158-161

197 NH, H H -C=C-C=C- 1-F,3-Me -CHz-CHy - 194-204

297 NH, H H -C=C-C=C- 23-F -CHp-CHz- - b

297 NHz H H -C=C-C=C- 2,34-Me  -CHCHs- -CH- BRI

298 NH; H H -C=C-C=C-  4-OMe -CHz- -0- EMRAR

299 NH; H H -C=C-C=C-  1,2-Me -CHzCH- - P

300 NH, H H -C=C-C=C-  3-Me,4-CI -CHp-CHy - 217-218

301 NHC(=0)CHs H H -C=C-C=C-  2-Me CHCHy  -O-  186-188

302 NH; H H -C=C-C=C-  2-Me -CHz-CH-  -O-  102-104

303 NH; H H -C=C-C=C-  4-Me -CHCHa- -CHe  ERs8%K
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% 2: X, (1-B) oo

No.

B-10

B-11

B-12

B-13

B-14

B-15

B-16

B-17

NR'R?
NH;

NHz

NH>
NH>
NHz
NH;
NHz
NH;
NH;
NH;
NH>
NHMe
NH:
NHz
NH;
NHz

NHz

NN o,
1452 /k\ /k
R'R°N N N

s R*

R3 R4 =X1_X2=X3_x4=
H H =N-8-C=
H H =N-§-C=
H H =N-S-C=
H H = =N-O-C=
H H =N-O-C=
H H =N-O-C=
H H =C-O-N=
H H =C-O-N=
H H =C-O-N=
H H =N-O-N=
H H =N-S-N=
H H =N-8-C=
H H =N-S-C=
H H =N-S-C=
H H =N-S-C=
H H =N-O-C=
H H =N-0-C=

H
Ay
v’ N 1

4-Me

4-OMe

4-Me

4-OMe

2-Me

2-OMe

4-Me

4-OMe

4-Me

84

(Y)m
~-CHz-CHa,-

-CHz-CH2-

- -CHz-CHz-

~CH2-CHa-

~CH2-CHz-

-CHz-CHo-

-CH2-CHz-

-CH2-CH2-

~CH2-CHz-

-CHz-CHz-

-CHz-CHa-

-CH2-CH,-

~CHz-CHz-

-CH2-CHz-

-CH2-CHg-

-CHz-CH3-

-CH2-CH3-

(-B)

Y? State /
m.p. (°C)

CHz
CH;
CHa
CH2

CH:
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No. NR'R® R® R* =X'-x=x>x'= (R, (Y)m Y2 State /
m.p. (°C})
B-18 NH; H H =N-0-C= 4OMe  -CH»CH;- CH;
B-19 NH; H H =C-O-N= H -CHz-CH;  CHz
B-20 NH; H H =C-O-N= 2-Me -CH-CH-  CH;
B-21 NH; H H =C-O-N= 2-OMe  -CHxCHy CH,
B-22 NH;, H H =N-O-N= H -CH-CHy-  CHy
B-23 NH;, H H =N-S-N= H -CH-CH- CH;
B-24 NHMe H H =N-S-C= H -CH~CHy CH;
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B. ## L5

a) BAH SRR 10 EEHHX (1) eHE 90 TEHHE
B (HEARBYR) ks, KiERSMEREBEITHE,

b) ERY H TR TEERA GHERE 25 TFHHX (1)
e, 64 EBMHSELLHER (KAEHBF) , 10 EENH
RRHEAA 1| EEFOHBET RSB (MHBENfo8H )
AvhiBds, EiERAYEREEXEDN LB ZRAY.

c) EXFHTFHRNIBHREDGHERE 20 ETHHX
(I) by, 6 EZTHHREDR B8 (®Triton X 207) . 3 &
ENNHFTERBRC B (8E0) & 71 EEHHOARRT Hib
(HEFLEL 255 £ 27TCeA L) AmliRA, HFHARBN EFEER
SMENT S B @,

d) L RS TFHHRER: 15 TEHHX (1) b, 15 &
B84 3R TEAME A IEH Fo 10 EE40 49 8L A8 FB4E A LA

e) KOBHAEN, LA THFXEM: #K

5 EEHX (1) e,

10 EEHHARRRERES,

5 EEHH A ERERN,

3EENHRLIHEA

TEEMHHAL

Aevh B, WiERASHEADEXEDNTEREH, HRhRE
AR R F 8 1R B A AL RAR ) KA R Z AL

f) Ko#BEA, LETERLETFTBRAKE LW TIl4RBRILLT
SeH

5 FEHNX (1) e,

SEEMN 2,2 ~ZRK TR, 6/ ——FREE4,
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2 EENH BT X B4,
1 EEHWRTHE,

17 E R 69K BR4E5 Fo

50 EFheGK,

MG E REERBENT BRI, ERFETHRALDR R
W Ao P AT B 6 B hmd B Al TR,

C. %A FbEh

L EHFGREHRA

KTt foRFor R EFTFRIRTEXETEREFHAE L&
HELEE, MEKE 600~800 AR/ AHM4EAET, BRTEH
B RIBTY X G RKLB S, AREAEHREERIL
BRYXAMELELRR. REZE, ¥EXETEREFPHRBFET L
FHRITAERSE., EALENSRBRYFFZE, oA B AF XN H
NRFHRE., RELERETREALVOLEODFHHFTRER
BARAE G RARLER R RE, Sl ERXFAF T T EEAAR
AT 0.5 AT REY HEBBRGER B, UEEMASS 1.
4, 5. 19, 55. 58. 79. 146. 185. 198. 281, 282. 283. 285,
286. 288. 289, 290, 291. 292 & 293 (AF A 1 B 2) EixRL+
EFEFEHHORAAEHDORENER, PREAR., 8 F
(Chrysanthemum segetum) . &, ¥4, 6 #HE ZHEBFHE WA
X, #4%E (Abutilon theophrasti ) . KR # 3L ( Amanranthus
retroflexus ) # 4.

2. AERHREHA

HEFHARTRENTRATERETEAETHAE LT
FHBELLE, ATRETERFNAREHTREAR., EBHZAZ
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) EEZCTBRA AR RAY . B H R TR M KR U 64 B A
) AARE KL G- A H A B3 600 2] 800 A KMH#EAF (2
BH) RFEZEHHSRY, $RBHYBGETFEAGEREST
HMEEFHIBANAAXE, HRAEHT R LE L B RFH XM
FIM GG, RIF|EAKAGESYEEAIFHRT F B ERUARIR
BHEFLEEZHRAMLERRTLE, EXAHFEFEEAUE
N 0.5 ARXREVHERYRNERA TN, WEEHAHT 1.
4, 5. 19, 55, 58. 79. 146. 185, 198, 281, 282. 283. 285,
286. 288. 289. 290. 291, 292 & 293 (AF 4 1 &R 2) xR+
Bliw LA FEIFQ A FHWGRFERA, pRKEOF. £E, 3L
BA¥E, ufd¥ pRE. #8E. REK. FhEL,

3. ERRYHRAEEHGER

HEHNOBHE T ZHHEFBFOBRLERRNHBRLE
(Mt R RAHAE) ARETFAABILNEHT (RGHEAE:
2-3cm) A%, HE A KK =¥ (# (Echinochloa, 1.5-v)
Aib, BEWAARERLANGLSHAE, kB R T, HiAR
HENMFEF. BRRIEKSP, FHAme fime 5 XL A
TR EERBHEBGIBERT, ERAEFRAERLEZE, KRXBHEYD
RNEER AR T OB E P RAEEAFRHE AT XEH R
x,

EREZEY 3R, ABRPNHEBRENS FERE, 5
ALEe st BAER, Hledtpshh S 1. 4. 5. 19, 55, 58,
79. 146. 185. 198. 281. 282, 283. 285, 286. 288, 289. 290.
291, 292 A 293 (AF KR 1R 2) EZRE VA EFEFTHHORA
FEHDHRENRR, A EHYRADGOR/ARREDGH EHEY,
HlimPE, #E, FLEBHALE.
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4. B w TP

Eit—FBEERT, ST KEWBFHDRLEFFEAL
HEGRELFHUALEEE, REOAFHALI AN WE | BAEGF
ARE, ERERAANFHELBANEEY, HIBSHH KL 2=
RERH A, FRERBERLRGK (1) WReH 2 BFENF
XKAEFHHERE., EREIEA4ES5ARLEBTPH#ERNT, 2
W HRRH T XX RARERL ARSI REATTRAAFEUG
HAENEBRLESYRBELRSRERTFTREY, Hloki, #
L, mER, #HERALEHF. IF, FOBREERY RARRES
RERE, Flkk. bE. BRE. FE, 2AKXSR. LERES
1. 4. 5. 19. 55. 58, 79, 146. 185. 198. 281. 282. 283.
285. 286. 288, 289. 290. 291, 292 & 293 (HF A 1 & DM X
(1) P E—BHATRATHEGLEFRFELER FARLES T
BH IR HHY .
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