(191h A R TR SRR

2 & & F

[21) ¥¥MSzL 88104375

MBS H 19934E5H 26 H

R SGS

CN 1020906C

{51)Int.CI*

CO7D 471/ 04

[41FH 93.2.28

[21]6134E 88104375.3

[22]%34 H 88.7.9

BoMREd

[32]87.7.10 [33]GB [31]8716313

[PHEAMEA SESHLARAHE

[721RA  FB2HT - BWERF - BB
BERPN - W - 8
HEKX - PR - FH2IEH -
FoRSHT  ImATER - AR BRI -
L/ROIAL - RRH

PaERAENN PEEAREERFRAA

fREA FHE

Bon ORI KR

CO7TD 487/04 A6IK 31/ 495
/ / (COTD 471/04,221 : 00,235 : 00)
(COTD 471 /04,221 : 00,239 : 00)

REHRN:

MEAN:

[SAIRBIBHR 2 (RIFHLHE )Pk — MR —MERE ),
AW RETIE
BTHRE
A (1B RATOT AR 2 (R L)
s LS W BME N, APERR
e LR RH B2 RGE.

<20>



8 # E X #

L =R &A1) RAWRMARLHE L TES AR pRER AL
FRAEENTE A1) M

R

-~ b,_c_ﬂ,,.{“jf =

\—(CHz2)s

Keb-A = 5 = - RFREF M,

~-N=CH-CH=CH- {a-1),
~CH=N-Ci=CH- (a=2),
~CH=CH~N=CH- (a=-3),
~CH=CH-CH=N- (a-4),
~N=CH-N=CH- (a-5), EE
~CH=N-CH=N- {a—-6).

Ep(a-1)-(a-6) BBEFI AR AMETF, £HTANE. (K
X, C_ BRE. ZAFEIEERK

RURE. (. O . Ar! L Al A2 ' R2RK
WO, . BRR-MLE-6-R % R

RRE MM HERANC, (BERE C,_ RE M KA, B
. ¢ REE. BE. ¢ REERE. A7 ARERNT-CRAR
S RRAMC,_, A UR

6 R0 .5 RN, FrAP RE. C_, . O BRBE, ¢ &
FAFIFAT-C,_, Bl

[ 39



} REREC, ¥

n BRI

r Bl &2

L R Cp  RERE. ¢ ERARE O, HEARE. M7 -Cy

EARE. A2-RE A7 -FRE. o FRE. AT L

HEERRNC, B2, TAHE:

Ay (b-1)

ey (b-1)

X

-2 -E (b-3), &

-CH,-CHOH-CH,-0-R'  (b-4);
P RAT | Bt . ME. RAREE. BRARKRE MT- REE
RNk

PRE. AP | Bt BAEE. A R ERRENC,_ BE

P RE A L B BRRE. Kt BA EERRNC, B

A RER,

TR0 .S N BRC RE. R O RERESN B
*;

ﬂ#f#aﬁﬂio,s‘m9ﬁﬁﬁﬁ;ﬁﬁf%iﬁ%4ﬁ
¥;

IR0 .S BN ik K0 R4, O, RERAE LUEFMIX
RCy_ EIE;

Bt REAAWTH—ANEE HHB - -AARARBA A
, RBRREABXBOE. &5, —P(C_HE) A% A7 -( 4 B
ARE, AE. RE. EERE o 1E. (¢ EBE. C HE.
¢, RARE. BR. C  REXEL.
AP -0 R, B HRMMERRAUELAMNS, Ehb—H

3



ABRAEBRRNEEL, ERAXEHXARE. AE. O RAE.
AP-C_y B, BE. C R, o REE. e REE. AC-
C, X, HHWC,, REANERRARER H#RHHE. KX,
Crt BEBRYRERLEABNTE. Oy REBRAESE £R0T
%, C, RARRM kR, FHHC,_ | RARKAREYE wol
FERWC,_, KE. O, WEREE. &" BAC-C KA, H&
B— R A RKEFRARN kR, ERRELSEHAC X A -
C o2, #E HHWC,_ RERRHWAE H£HH0 KRR
1,3, - it R C, | ERRAS, - —Z-40-1, )2
%, Eﬁlﬁc\-b MR, - — A it R mC, ERR LA
A fEmC, REBRNAH, - ZA-5- AR-I-EeE, fFERNC
FABKMI, - 81, 4- ZHAK-I(20) - HRE
%R = ARKERRA, 5- — &4

- FRE, HBARBEC R KH. ( RERER MT-4
SEE. A7-C REAR. O BEE - ARIIREE Gk
£, 0 HEBRRKTGE, HRMER. C( KERRASRE,
&ﬁm%g\q4ﬁgmﬁw¢¢#£;ﬁﬁmmﬁgmﬁwéﬁﬁg
, EREEERRN-ARER - ZAR-1E-B9%00 - X
&ﬁw%ﬁfﬁhﬁimszb#il-ﬁﬁ4WX%%$§#2%
SE-L - R Hdmc | RARR N —RRE fERWC
BEBRN-1- BRI EA R ARAL - EAEE R
A s mTR R

Rll

xl R
/\( \/ -1y NY o
12 ’
\/KrrN—R N—

X2 X!




Y RIS
(c-3), Gg-\_‘_/f_,_\‘,/——-—-——‘ (c-4),
N— NH_RM;
N
1
X 0
N R x2 _RY
g’y I ..__-—20 (c-5), (34/1("’1’/—_——— (c-6),
S== Ny

N R23 N
\ ll N N_

e S G T DT AN G L Gl a7 °F TR T T
Gy BE. O BREC,, HE. BEC,_, KE. (., BER
Eol A S LA LA LA ol S o7 S0 T -
. oRAL O, BEE. O BHE. BE. (O, RARNC K
=13

G' B-CH=CH-CH=CH- . -$-CH=CH- . -N=CH-NH-;

6" - CH=CH-CH=CH- . -$-(CHy), -+ -$-(CHy); -+ ~(Clyly -+ -8~
CH=CH-. -HN-CH=CH-. NH-(CH,), -+ NH-(CH,), ~;

6’ - CH=CH-CH=CH- . -CH,-NH-(CH,), - . -§-CH=CH- . -§-(CH,),
- -N=CH-CH=CH-. -CH=N-CH=CH-, -CH=CH-N=CH-. -CH=CH-CH=N-.
-N=CH-N=CH- . -CH=N-CH=N-;

¢t 2-CH=CH-CH=CH- . -CH,-NH-(CH,), - . -N=CH-CH=CH-, -CH=N-



CH=CH-., -CH=CH-N=CH-. -CH=CH-CH=N-., -N=CH-N=CH- . -CH=N-CH=N-;

Ggy%—CH=CH—CH=CH— « -N=CH-CH=CH-. -CH=N=CH=CH-., -CH=CH-N=
CH- . -CH=CH-CH=N-. -N=CH-N=CH- . -CH=N-CH=N-;

Gby'é-CH=CH-CH=CH- «~ -N=CH-CH=CH-. -CH=N-CH=CH-, -CH=CH-N=
CH- . -CH=CH-CH=N-, -N=CH-N=CH- . -CH=N-CH=N- ;

#,6' L6 CL 0t L CERN— AR CALETFRR(c-2)
C(e-)) PREBINEARET, YXBLARTFELSRE TN, TH
MO SEH. €\ RHE, (, KEXL. REAHRK LXBEFRTFR
SERFHER, Tl BE. C  BRRE. AT -C_, BEFK
£

AMURAL LB ABAREEERANES XHRARALR
BRE. BE. AE QA ZATE. O BE (L BAE. (B
wE. RE. X, BR(C,, K AE. RE. C, KEKER
Crp RAKE, EAs; K% g, BERRKAHE
R A RN RAEHAC,_ REEERAAREE N
&

A RAL LB ARREEERKNESE, XRBAELE®
BRI, 2. BE QB SETFE. O K. O HAK. G
A, RE, BE. BRZ(C,_, BE) KE. B, KERES
Crp VEEHE,

FURYL RO, e R TREA. 1-WREFR FX (4%
RE-FRELE, FFENBEET

L) ERBHSERN S, BE, A

R

3 nl
o n
L—N }“-Cmﬂzm—c"N ',

\~(ctiy, “I A, ure
;A
Ha! A



R

A~ X

L—N N—CmHzm"C""N Al

<Al (II‘b)
\—(CH s
R N

ARAREET, #R( T-1) H( 0-b) HEEERFL KPR
0.8 BNE L R R -A =K A -0 o0 BRI
b) 7B K BRI M P, {iﬂ, I WRIXEEETEDESX( V)

vt 3 4 TR A W LY U oty o I SR 5 S0 ¢
Rl
]
O HN 1
N\ A2
/_/ N—-Cgtiza—C ~C—oH | "}3 (IV)
(CH])n (III) Hy A“A

L 1) AREWERAD, BEW, ERFET, #R(Y #
RARAL- -1, - ZHAE RV Bk o A ok R AT
N- b’fx'f‘tu

R R!
! 1
/~ I'\ v ARa
R SRR N | (R 1)
k(C."'I'.‘.)n AY



2 3 4

XV RRBEREEEE L R R A L= - 1.0 B
X

0) EEEARK P, R(V) BRERAE -1, - ZHRF HR( W
) Bk ke R kb st AT RN- R, AL L RLR
AR e R,

R
b&rhwﬂ V)
\-(cHy,

1
i Ry
HC~CaiBmz, | A3 (vii)

I ERBWEART, BRI HRERAEE-1, - 2R
LRV PTUEETS CYEL DY 3 U R TSy
AR S ST U o g 7 S &3 £

R

L—N N—CpHin—W (VIII)

AL
H—( ' l \}}3 (IX)
N A-I:A

(V) ERBEHEBERE, RAAPY YRR EERE R RY-R
(X1) A HR(1-b) HAWN-Fk, RAHER(-1) o4,



/ oS
\ SA? .
L—N [ N—CmH.m—<\ I ,A3 (1=5)
\-(CHy: Al
R l-a
N 1
/‘/\ a
N | N—Calaa s 0@
(CHh Al

KRR WA XER', FEAMER FRE KRR KL L. A
R AN WX,

Vo) EEAHREAE, ARL -WXI) BB RE-D(1-4) Bt
YN-ft, ATRARL -D(1-c) tifusd, RFL B XFERL &
#EL FR4E,;

D RITFRYEE, TR MLEX

R Rr!

1
A2
a /‘\ SA
—N | N—Cotan—( | I s

(CHpn A4

W L i L B LIS T 2 27 3

D) EEEARE, AL 0(XIT) WBREERE-D(1-0) WLed
FEN- B, Brgl =0 XL W, B 8, o AR B RS
SREFHO=-EHk, ATHARLH-D1-C-1) ofath; RPIZRAMH
S, HEC BRBEE. O B, U-C,, TRE. K-V,
T’ -120(=X) -2 -0y B

o) ERBAHMAFE, ARAC W (XITI) 9% H= B RH-V-A
K-D(1-¢-3) JEft, P ERBRPE * RAr? fillet, ATHERR -
-ALK-D(1-¢-2) i,



) ER B AF T, A RV-AK-D(1-c-1) BEAdHXE Y-
(XIY) WP EEEEL A0 A &t ATHER(1-c-1) &
&,

) ERRERAERN P, AR° 100 -HOV) ARH, AP HAX
FlE#s?, £421 FRAER HRX= CN-AE-DI-c-6) Hfd
ME R, AEEAE AR 120 =X) -NE-ALE-D(1-c~5) fbAd;

() ER B ERA T, R-NCX(V) WRARREREARE
SRE-2VC A E-D1-c-1) e R B, K1 M4 XA L#1?
SRV TR EBR, ATHER-NE-C(X) -2 -ME-D(I=¢-1) #
1. 4-4h;

) ERBEEEERE, RC-cl0-0RXVII) WRMN, TEH &
HR(XV) WOEE AR B EHE L REE, H(1-c-8) KA, REA
R RERERNRNEET, WOV) 5(1-c-3) KB AGHER
RO-C(=X)-2' " -ALR-D(1-c-9) 2 H:

b ERBKERR Y, RU-C, , BERE-RVI) HEEELE
bt RPPRA? | Het o AT -RBEXRR-T-C(X) -0, 5
R(1-d) WRAWRE, ATHERL-C, , FEEE-D1-c-10) H
4,

DEREEEENT RO man, Rer” game-0-c
h- % SR(1-) WRAMRE, A& -CH OF)-CE,-D(1-c
-11) 444,

VEREEEENT, AEEl. CEAANILBREMR(1-c-1
1) WA W LB, ATHER-c-11) HEoH,

Rn
g:lf*' S
NH-C—NH—AK-D

S

10



Rn
]

N
@[ />-—NH-Alk—D (I-¢-12)
N

K6 fR e X E L &
b) ZER R R, R XX) B BLAT & M ERAL,

Cl-6 ﬁ% —'0\ N
i
/CH-Cﬂz—NH—C—NH—AR—D (300
Cis KX —o0

R4 (1-c-14) b4,

R26

1
C?—NH—A&-D (I-c-14)
N

KRS R ¢, mRRAS-C, BA
RERAMEDORE LSS E HR() HLoWBLEL TE
B, HR(1) LAWEELNRRE, BR(1) LAWELY BT LHE
NERMEATR, KA MR ARAE EERmRE %A
BER; P ) HERLLELERAED R

11



i iR B

2-( FIieE) ook If-vbve K-
b Yy vy o 4% 7

2 FF B 4 R ¥ 1% FNo 123 ,962% Journal of Heterocyclic Ch
emistry 24 313 BT HE2-2HPE-1- KRAZTEK ok iv4
WEARARABREHLLY.

FLiebigs Ann.Chew.747,158-171(1971) ¥ M4BT ¥ $2- AP &
-1- FRAMIHE4,5-b1-FokM 4 5-c] RRENRARBRAER R
4.

J Heterocyclic Chem.20,1339(1983) M TAH3-( FEXE)
~2-[(4-PH-1- REE) FH1-30- 4 H14,5-b] LrEmFlL.

A i % FNo 667 ,33IMF —FEAH T2~ ( mEERKE)-1 KK
HEFkRA AL EP R &EA.

ARWHBR AN RSP BENT %, A EEEiRERs
WHRNATRAGHARENA (D) 4%, RALGH LI TERNRMR
ﬁ#ﬁﬁtﬂ:ﬁk%ﬂﬁ 52(1) 5!1

L—N N_-Ch}bm_<<::]:’ (1)
\—(CHy)a

Rp-A - B- -t - RTRHR-_ME,

~N=Cii~CH=CH- (a-1),

~CH=N-CH=CH- {a-2),
~CH=CE~-N=CH- (a=-3),
~CH=C3~CH=N- {a-4),
~N=Ci-N=CH- (a=5),

-CH=N~CH=N- (a—-6),



R (a-1)-(a-6) b1 AR AEETF, dLEBTARE. G
KA. C-o e X, ZRPEZBERA,

REE. CooBE. Coo FEE. A . HI A2 Ar EMR
e JeE . & A-AlL-GR* X, AW

REE HAr® £EBARNHC-oBIHECo-o BEar RAA. B
. - REE. RE. o REERE. \F-ARERAAGHAE
FEEERANC— K UR

G R0 .S RN IR RE. C_ Ji¥. C KERE. C K
FERERAA-C-o XX

R REKC-, 5%

a JEEI §4r

n &l %2

L BE. C- RERE. c KEARE - HEXKE. A,

KERE. AR -BE. A2-HRE. C-o FIRE. ML . i

HEEARRBC,- HHE. TAHE:

-Alk-R* (b-1)

-Alk-Y-R® (b-2)

-Alk-Z' -£§z*—R° (b-3),%

~CH-CHOH-CHo-0-R (b4 )s
RPRYEAR | Het . AE. RARE. FRARE AF- ARERN
*1

RREA. Ar* . Het RARE. Ar® KHet EAMRMC, - KX)

REE. A7 . Hot RAREK. et KA EEMRMC,, KX

REAR BEE,

YRO.S . NHRERL. c ¥, Cro KERERA B
il



RS aAHR0 . s . R RESW, FrRR! R ERC -, K

X Z0 . 8 RN R R REA. C RERLKE, UREMAL
ZCH, Ex

Het &1 .2 .3 R4 PRETFHS K6 L%, R xR F%
BR. PR, HURZEIRGBEARE T2 ks K6 THEX
Hh5 TH6 THRHFREA1,2,3 R4 MREETFHLAHES, FHHFE
FRER BAOA, AHRZARRNHBEAES T2 . 4FrkHet R
“HREHN, THEEc PMIUREEEMRR, LFTikHet RAKRELKN,
THEE4L PRAEEENR, FrikHet WRAXR B A Xy N,
HK:, FARE, REEARE, #, A% ZAFE, X-A%, R-v
A% RA-ZC(-X)-7-A £, R pik-x5 LR EXHE ARL,
ACREAA? « - REE. Ar%-0 . BERC,  REARXEERA
WC— kE Y. 7' 22 HE LRy . ! AR EX RWRE(G) ¥
-Y-AEH AREM )Y FRESR, R (ii)E-7' -c(X)-2ak, %4
RE, W AN . 0 s W7 FRo Rs) LR MHet HRRET
E&RIFP T6

A RAL .2 B3 ARRREERANHER, ASRREL %
Bk, 2. A KE. ZRAPE. c BE. C, KRS, G
mE. ZE. £X. 2E_(c—, K¥) &%, RE. ¢ KAKED
Ciy XA, o X, HERX, ke, c KERRM KA,
R, Wl R, EeERAC- KEEEMAHRLE, Y
X

A EAL . 2 R ARREEERAHEE, IBRRELE%
ARk, BE. #E. A4 ZHFE o KX o REE. oK
wE. E. BE. B _(C— KE) AF. BRE. o HAREF
Ckgﬁiﬁﬁo

14



ARAR G —HEAER() KA WRFHESY, LEEAKE
ARPFENFERIWT. XBFRCAOWELREXHR () Lad.
BHL BC kXM R FRE, -WEXE., ¥, 4-AFER4-F
fETE.

AFLREAMAE “RE" HHER. K Rk, -, RKE”
BERA 26 MARETFHEBP BAMRE, ALFE. ZX. |-
HEZE. | I-ZREE. X -PEFE. TE. AX. OX%
“Cr-iz RE" BELRFXNC X, URRHT ZNARETFH
KRB R “Co-osFiEX" RUHHE. FFTH, HREPFCE,
ARiE “Cor o HEE" XA MPREAWEAL o MR TFHEHEML
BRX, HlulmX. 2-WHE. 3-THE. 2-THE. 2-2%%. 3-
Rk, 3-FE-2- THES “Co- RE™ XA AZRIWAA
E6 MKETHEBLBEE, AoRFEE. 2-THE. 3-TRE.
2-RrE. -RRER:- R UREC  HHFEEC,  REERE
FL RAH, 5HRAFEFESOFTRC, HAHERC, SHEFHR
RFREFERPE. ERCHa FOUFELRM LB M BE.

TRBRWABCER (1) CAWREVROARTERANTER P
A, EHETAELHRALERTAE. AXRCELIR: A
L1508, wiR. EAREHPRE, AR, RRYE, RARANR: T
B, R, BEALR. 2-2EATR. 2-4FR. Z-R. i-R. T=
B, (2)-2-THZ-R. €)-2-TH-R. 2-BET_-R. 23-28ET
R, 2-2E-12,3- ZHRR. FAR. ZAR. X, 4-FXAR
R, FCAXAR. 2-BEAXTR. 4-A%-2- BEXPRPE LK
. HE, ARABEEETHARBNR. 2RUERTFHA(1) 44
WETELSELMARE SRR, YR EUELELRE
RERREE. FRWEBZCER (1) RAWTHRNAEYFEN

15



fodh, kW mAkeoty. BAHE.

HR () ERAZAACAUHEN T TRANAFHERET.

A1) RAWHERMETRAERI R EARGUL N, MEH
EXRRRE, RS RTHIGEBAULESR. XL FERK
ERAMRENENEEREN .

B4, HRY. RRRERHet WA (1) LAdd, Piikiet T,
EH ;R 28MM. X(1) THet TALE. AERKERR KR
Rt ERERTTOM- BRIXLRRAENWER, HiL
EACAGTUAMES RN RFE.

AKHet (i) &1 .2.3 %4 AREH. RANWEETHE
ERRNS TR6 ALK, HNRETRASN ARRRETFHFERL
Het Z(ii)d! X2 M RAR. RPANEAETHEERRNS TR6
TAR, B ARRETRER A FRET—AFAETFHEX
RS TK6 THFAA, MAEHHKRBPINARET) Kt £
(iii) 21 22 M uf. EPANEETNHS TR6 L2F, {d =
ARREFR A FREE T —ARAET . SHEERAHS TK6 K
ZHEME, MAKHANRBL4] AR MUK, R ANEET,
LHet REFELAM Het THS T4 AMAEMEERN, HHet E_H
AW et THEES ARREEERNR, FRMAREDLHR.

ERaM Het T TXHANARKEZ - Ml 4AR2 M MREMEE
AN  wrE, FRAREA AR E. RE. £ _(C - K
%) RE. Ar'-Cc KERE. 91X, K%, RERE. c kE.
WX . Ci—¢ K. Cro KAEEE. BE. Ci—¢ ﬁiiﬂl’a-ﬂ—‘
RERRE, MAHEEEMANAeRE, Al A2 AMREHLE
BANERE, ABMARELKARE. BE. ¢ KELE. APy
RERE. £X. ¢ k%, C —e RBE. CKREMPAA-Co K

16



X Fo HERDECARRYLES, AEE. RERC-JHEHE
AW W, ARERC., RELERANERE, ARERG,
EEERRAHE, Ao, KEEERR A EE, Ac-, k¥,
Cp HAHE. A BAR-C-  HEEERAHELE, Il K2 PR
RECEWMAR Mk, ABMAKEEHC - KE. ARCr KB Fo R
A, FC, KEAEERRMANELE, Ao, REFEMANL,I 48
Ay FC-, EEERMRMS,6- = 8-40-1 ,3-%%-2- ¥, Agh#
HEERRMNS 5-— L8 E, Ac- RELERAHILE, AGKE
HERAMNS -~ 8-5- H-1H-0%X, AC- REEENRH] 4-=
B-2,4- ZF-30H)- HrE, AFE] MASEERANS -2
-4- X, FAMAELEC, - KX, £X. O REAKELZRE,
AP-RERERE. A -Cr- E- fAE P HEXE2- K-I- %
ixE, AEXRC - KECERCYS%E, ARERC—
RECERAKERE, ARENC- KECERRyEeRE, Aoy
HEEERR S EhE, ARECERRHKEL | 3- —£-10-2
4%-20H)- %£:2,3- Z8-3- E-40-FHoEREM2 3-28-14- %
FoERE, ﬁ#ﬂﬁ]&%ﬂ%éﬁﬁ@iﬁﬁﬂﬁ: )ﬁc._(, RELERK
W oB Ak 2- -2 1-K R -4 - K AR, A
ACHo REEEMA, "IoikX, IHhE, word, AERERXTAN
X

ri!
|

N X N
\‘}ﬁrwa o
xl




1 R
N\|LR“' N RV
(c-3), ; Y — ~4
N— G/\I/ l Rls {C ).
x!
O
;;\\pé“l o T Y (c-6)

R2

N.__X!
é;—:ﬁ:ff:ff;- (c=7), G? " \T;; (c-8),

\_S—N N—

XX x2E K0 RSIR" L RT L RY L RW MR AEAHN
L. o K. AP E. - REEC- KX, BEc- KER
C-olE AABHER? . R” JR® R7T R® .RY R .RM P
R® £HAMAE. c- 8. 2. %X, - HEE. c- KoL,
BEM(Cr-o KAKEIC—0

Gl: -CH=CH-CH=CH-, -S-CH=CH- + -N=CH-NH-;
G2:  -CH=CH-CH=CH~, -S-(CHp)p-, =-S-(CHp)3-, -(CHp)4-, -S-CH=CH-,

Rz‘_' R24
1

—HN-CH=CH-, -NH-(CH2)2- , -NH=~(CHp)3-;
63:  -CH=CH-CH=CH-, -CHy-NH-(CH)p-, -S-CH=CH-, =-S-(CHj)3-,
~N=CH-CH=CH~, "~CH=N-CH=CH-, —CH=CH-N=CH-, -CH=CH-CH=N~-,

~N=CH-N=CH- ; -CH=N-CH=N-;
G4:  -CH=CH-CH=CH-, -CHy-NH-(CHp)z~, =N=CH-CH=CH-, -CH=N=-CH=CH-,

-CH=CH-N=CH-, -CH=CH-CH=N-, =-N=CH-N=CH- /' -CH=N-CH=N-;
GO+ : -CH=CH-CH=CH-, -N=CH-CH=CH-, -CH=N-CH=CH-, -CH=CH-N=CH-,

-CH=CH-CH=N-, -N=CH-N=CH- , -CH=N-CH=N-;
GG: ~CH=CH~-CH=CH-, ~-N=CH-CH=CH-, ~CH=N-CH=CH~-, -CH=CH-N=CH-,

-CH=CH-CH=N~, -N=CH-N=CH- / -CH=N-CH=N-;

ﬁ'*s 4&%6' J st Gas 04\ Gfﬁoéq:' ﬁ’Eﬁ(C"Z) ﬁ(C—ﬂ
ZWEBLHW] AR MEFTHC, ., KE. - HHE. K

18



FERNERSR, FREFETRAERET L, REFRLETFHC
R, C-p KAEE. AfC KEER, FREETFRAEAET L,
A1) LEWPHELW—ARANRERL E-A -F-2-at- BR
AR (@-1) E@-4) H_HEERER() ke, @-1)RRAEXY
—4 .
R(1) et s — AR EXAWRERP-A -£-P-at- R
AR (a-5) ®(a-6) H_NENTBLRA) et
PRI BHPRENRA (1) LaWRA PHet b LR REHet .
AZARBLLWER H A RAMC-, KE, KR Z-AIK-0-F
EUMBRER () Lot R EE. - BE. Coe BHAE.
Ca—é%%ﬁm" .
FAVEECAWER V& w10 I, URL RE. C-, KER
R (b-1) « (b-2) R (b-3) BB ELEYD.
BERBUEWRRY HACRHet REFREHC, JEE. Ar? Kot £
HERCo EE XH0 RS, URT BAE G AN L ERGA B4
e,
ERFERRAMAWRR A LEAEEHBEFR RO,
A1) Loty E, —BTHREA( I-a) YFE~ R, RFL
ﬂ(lﬁzw*ﬁfﬁ.

R

/'/L\ 55 31 L hfF/L\ 59 !
L—N N—CanHan=C—N_ ! \_ N=Calom=-C—N Ad ,
\ / \Az (CHz)n \A
(CH)y | |,
A® 1 2A
H AY R A
(11-a) (II-b)

ERX(T-a) ®( I-b) P x> %750 .8 BNH. R( I-a) R( I-b)
WAREETEET AR LR, Al B, o X, FX. Z¥X,
CHR%, B, | I'-E0L%. NESRE, B, v:2- HW. 2-T

19



M&, B, v PO, . 2-AM, I-THE, QRE, o Z4&F
o —RPRE BRUERFEN, NN ZFEPRE. NN-ZF
ELBRESE ANR, w: 2R, ARE, LR, o &8%, U
REBANGREY. WRGRERE, THOBKEREGY, REFPHE
FRERGWWEXERE. EXLATE, HHECHO M ( I-a) R
( I-b) WHRAKETERETHRARRATRT, AWSER. &
A=, #RE. TALE. 4-PEARE. RELRAXVHRAS
E, A1) LW BETELA(VINRRATRTANS (X)) =
;9,4

R

/ /'\ it X2

L—N = N—CqHy-C—OH  + hI L, T
\-(CH H,

(IV) (IID)

FRAVGERTLEEnhd. . REPQVINE, FdNas
FRBRAATERG. ERTLRRMNREFEY, FAR(VIHE
R, () et Erzh: £ERRARERT, £8
AR PEEREEY ( ZREM A TR, RERRHE, HPEA
AENR( wER) . AN, YEERRRURMEEH AN, TLES
HEMR, A( I-a) R( I-b) PEZRNFERET (IV)HERN
Eug#, ATREKTENEENPELE, AHFRARHA () 4
&4.

HAV)RER XE-1H-1 4-ZHEBTEH 5 A (v] )k ko
Bk RN, BXHEREAN-RA, ATRAR() 4.



R l}l

/ /'\ N A1§A2
LN N-H W_CmHZm—<\I T, ——
(CHa), NN 4

(V) (V1)
AWV SOVDHEBEPRATREEEEY NEFAENNLEEH M.
AR E, RFRBREAERI- PRAGAXGARAE. FR (V)
5 (V)N AR, BETEAZZHHNERRAT, ER#EX
BT, BiRAVENA: FB, o X, FX, W%, M, A
2- i, 4-FE-2- TH%E B, ] 4- Zo8%. LB, DERXH
% BUERFAN, NN- ZWEXPEBRE. NN-CRETRE, =
FER, 1-FH-2- wfiEM. T APERZBRE. 1,3-2FX-3,
4,5,6- WE-2(1H)- HoEM. 1 3-ZWE- 2R, ¥HE,: ik
W) URXBANGREY. RE—KEEARTREKERE, &
o, FREEETERNRAWHEREE THT. Fod L, N
RER B AP ERNR, iR, vt BERERRLIERARRE .
HREAE. SACMALIR A, pEAR. LRLYE. ERE.
A%, RAZANE, N N-ZFRE-4- R, dmE. NN-2Z
ETHEAN-(1- PETE)-2-WE.

A (1) RAWETHR V) HRRRAL-11-1 4-Z KA 074 by
SR (VIT) A3E # ok Fnkok ok ok vk I ve 47 4 4 o4 2 B X AL 4 X
B, B h B REREN-ITAF ERE.

21



AR KO P RECEATE, FETHAEREAILERNY ., BAE
ftEH#p ARG EERAY, WTXRFREEN-RAR M. EH
RENAK BiKE, aPH. N, 2-AR% HR, b 428K
%, OREZ, w=EFRENN- —FEPRE —PERASRXDE
Ny ReW. RiF "CodARAELE" HHREAESHELN,
Wwée- K. - RENFET, SRAAEAANTRT. yRAERKE
W REF R PR ERELET AN CEAER. THRERACH
FmEANECESNERE.

A1) AW TR-—FHTRIEAR: AVIIHKREXAL
~li-1 A== KA AR (WXL FRRRALHUREE . R
FRFEEX(X)HE2 A2 RRMATBXLE .

R Rl
[}
1
r%\ Axa2
L—NL IN"""C-Hz-—W + BQ :A'L’ - (1)
(CH) At
{VIII) {IX)

A (VIIG ()@ AT T RY %47, AufkESRRE
WERET, TAENRANENTRIFIREN. FRAWENAR. v
1 4-=vBkk. M. WA, ARE. w8 k%.

R() H—BAAWETHLEL, INEAHEAPTHR.

RELBN-RAFE, X)) PR FEA, R REHRER K
RRA(1-a) EFAA () AW THX(-b) A5 X) BESR
RIN-EAHR. R q



R Rl-l

A,
.L—-Nr/ ey :;.
\'(Cﬂz)n AY iI-a}
%ﬁﬂ:i (1 #X*ﬁﬁiﬁé* ARPRFRHENTEN,

B /‘/\ AL
‘\_( ”‘““h‘(::[i A EETXPRD k5.

A (1) Iﬁl’L FRE, BH.L L' kF. AR AWEA (-C) kX
W) o, E—RTHL RANGAd) EFHA(Q) 0. &
A (X1 )R HN- KA HA .

N-kft .

L% + gD = 1lop

{XI) (I-ad) {I-c)

FHRAN-RAESRELRE (V) DI ENAL (1) HELTEAN-RE
k1T

A1) PL B3 Fikd. crnlkE. XG-1) . (b-2) X(-3)
2—iE, wr-EEFHREL FBRA(I-c-1) FHA () LiW,
BAHA(1-d) 5ESHERAZ-0(x11) AR EEN-RKAKEN
£/, R~ 0 RAPLGTRAAE, RYHAECXPHARANEAET
-0R¥ I* - REANN_HE, BECH>FERE. ¢ ERE.
R*Cr-. ER#¥. R YC-. ER¥M 7"-c(-X)Z'Cre ¥
ki.

£ R ,
1’=0 + (1~d) —»-  L'H-D
(XII) N5 (I-c-1)

FREFN-TEX, EFRELRY v) PV FEREQ) HEbH

23




REFEN-E 847

R (1) #L R AAA Kiet WA (0-2) £, FRRHRTRT,
FR AW R (1-c-2) RFAHR () Lol BTdL £ A LW
(b-2) HWR (1) LA ( WA (-c-3) £F) BAKIDHRANEL

W,
%t

R°%-W  +  H~-Y-Alk-D — RS"‘-Y-Alk—D

(XIII) (I-c-3) (I-c-2)

A(1-C2) LY BETHR (1-C-4) a5 RIV) #RAMEL
wR.

et

R°2~Y~-H + W-Alk-D » R°*-Y-Alk-D

(XIV) (I-c-4) (I-c-2)

A XN (1-¢-3) MR ( X1V ) 5 (1-c-4) W Rp, EXTENR
WANENPRIT, XRBREAFE. oK. F¥. 07X, ¥, m2-
AW, 4-PE-2- XM B, Wl 4-=025K. TR, BA%% UAR
WERTEN, INN-—FPRESEBNN- —FELERE, —FEA,
HEXK - PH-2- HEER DRFDEGEN. FhELHR,
UBRBE BT RRNR, FRRFRLARRER 2R 4 #.
ERY, SANE, NN-ZTZRTKEEN-(1- PRZE)-2-FlE. &
H—REE TR ERE.

A (1) #L ZA (-3 8%, 03P RN, FRESR, ik
M™%, HERE At (1-c-5) RRNA () 444, T
A(I-C-6) WRARBE FRARE SR V)W ANKAHA.



X
Ré-z22-H + X=C=N-Alk-D r*-z2 - m-a1x-D

-c-6

"R PL R (03) HE G-3)bTENZ FEEEN. Ha
W &R UAKRRANE (-c-T) ZAHAQ) RN, T
XOVD) WRARESFRARES X (1c-8) BaWKENg.

6 ) 1
R -N=C=X + H-z'"*-aAl1k-D **-us-C-2"*-a1xD

(XVI) (I-c-8) (I-c~7)

AOV)E (1-¢c-6), X (1) 5 (1-c-8) W5, —REET IR NN
ARFRT, FRENAHR, hAEkwS. RRNEXET U AR
K.

A1) PL RR(0-3) v, 03P R AENEZ FEIERS
R(1) et (1-¢-9) &7, ETHAQVIERNRRTRTLN
ER(1-c-8) Bt MR AR

X

1)
R°-C-0OH  + H-z"""-Alk-D R‘-::_zl“_‘ 1k-D

{XVII) (I-c-8) {I-c-9)

AXVIN G (1-c-8) WEE, —RTRTREPEAEARETR
BEAREERT. iy, RRTHAA AR &I  WEHEL
Y. S5 (1-c-8) Kb RAh Qi (I-c-8) HEXKXMNKE,
FANEBREBEES . NN NEPEN( FOK) A2-4-1- ¥
EMRRE. FRREEETNARNY RITRMNEN. JENAN.,
Ak, ARE. oKTR. CATRERBERTRN. &b
WNN-ZZETBRHRELEN.



A1) L RAL-Ca-p BHRE, FTRPRAR | Het . AFP-8
B ARC-ZA-C(-X)-EWHR] ey, T4 HRA(I-C-100KT, B
HHHA VI LB TB LM E R (1-d) LEWREHA.

La-Cz-s-i‘Zﬁﬁiﬁ, ~-H + H-D L2-c,.6 jﬁféﬁﬁg-'@

(XVIII) (I-d) (I-c=10)

A1) 4, APL BA(b-4) XR2-BZE, FrRtedAR
(I-C-11)EF, EETHXIX) BAERA(-d) AR EHA.

’OH
R**~CH-CH,-D

I-c-
(XIX) (I-c-11)

7 (XIX) fo (1-C-11)PR* RERER -0-CH,. A (XVIII) 5 (1-d) BA
RXIX) §(-d) WEE, B, LERFmBFIREHR TR,
FREETAEEERNPRT, FREANAE, 02-WH. 4-7%-2-
AW, B, wlEnE. LR, B, PR, T8, |-TH, BREER
FRA, INN-ZPRPBRE. NN-ZFETBREE.

R¥. PRR AHet WA (1) 44, ETHATREPWAFHAF
BERRENTERGHENT EHE. AR FAN-RTECHN
B, A RFNAEXEH X E HREHER A ENo 151,826,
iqunﬁéwﬂmiumqn%mﬁﬁ.a*man&mﬁ@w%
%3,

NH-—R22

R22
!
s N
¢ | — g />—NH— Alk-D
NH—SF—NHFﬁUk—D N

S
(I~c-13) (1-c—12)



ER(-C-13)F (1-C-12)F 6° FR* Fl L&A . R PHet BREER
Ryt R al ( X (U-C-1)%F) ET A XX )2 EHN-(2,2
- ZHEEAKLTE) MITAWH TR EH R,

26
R R26

CalREO ) N
/CH-—CH;— NH—C—NH—Ak—D —— &»-NH— Alk-D
Cus fr 20 N

{XX) (I-c=-14)
ER X (1-c-14)% RE KRR L. Cq REREAA-C, X,
REnBEAREREA#SEE, BTEX (1) RedBubift. mXF
EMWELEAFIET)S.
EERNAERMN( p4- XK. KALS) #ET, SEMES
LW R RSP RRERECLSE, EARERREGR (1) 44
WA, EXNENAPE. LB,
RATREREARWE &, FluN-IEh. N-Btb. EREN-RAEF %
TRARR (1) hAWBAEERNEAET, Ao THLREESSENR
BERTEWEE, IINGEEBEE. FEREYE. T4y,
REF%.
AFENXHNE oY%, TEAWMRKNA () LaWHkithid
BEA() L, RPrRAFA L. v adne, SdEN
ERBEELL . RC- REBERARFRE. TASHETHR: £
B, pERRERR, KR SRE, RFRAKRAREG ZRARAS
AR EEHRETARERENT P 2REELY. EAHR
MERY, EAWE- XK. G- KAHETRCHNGRRT, REEHH



R, BRBbatd s ERM, AAr-cli. ERRHRN.

EHRAAR-Cl; RRAETHR (1) ity , ETHLNHENB
WRHC - KAKERRN A4, ANERZAAN( WFX) #4
TEER WASENM, U e sc, RERT ( BHRR)
BB

R Ao REARERRRRRAL-1H-1 - K2 WA (D)
ity AAAESHERN O EERALRRMAAY ., THAR
RN P ERRITFRN L.

EERANNDEFER( FEK) #ET, AHLRAENLY
HCSaR B, EARENA () RAWHLAHANEFRRRBAWE
a4

EWNXFRETXHAEST  ARERGHT A REEF W, wh
LER—PHRL . HTHAGREEIEA RSB T %R1T

LREBPERTAFSPRRLL LAY, TRECLHAN
HERRRABCANGT EAR, RENMINRGH. —BiAH
HFEHRWT.

Al L-a) #AFBTERRAY) HRERAE-10-1,4-Z R 3
FEU SR OX) EIRAWHL- R RAE- FRRA, KAWL
(XXIT), HAEFHETREATAR.

R

[ 3 pl
WeCoHoton 1 T A XR' R
ConHom Al =N N—CuHaC-N__al B (11-a)
‘ﬁA3ur#E1h \‘ﬂﬂﬂﬂh A

,A'S
A'
(XXII)



WA (L-b) B EFRTRER () RERNE-1 4 ZHREEH
AHHAXITT) WESBAH BRI ERE.

3
X" H + (V)

W—CpHom=C—N_ 4 = (II~b)
I \A? N- bﬁfb

LA2

RI_ AI

(XXIII)

RTRE V) o (VDFHEHE () WN-RAFTERITAV) 50X) X
(V) 5(XXITT) BN-SRAER M. EHERWAERAMNALET, —RE
SENMTPHRAER X)) BPE R, STHEERNERLE, R
AR BE- K. £- X KALE. ETNERNAN, APl Z
M. -FHH. I-THE%.
FRBV)F(R) W&0) bk, BEXELHA(T) RAY
R R _BEEAXIVRRERETHERTLY, REFRERT
ﬁ&ﬁﬂ%iﬁﬁ:ﬂﬁ%ﬁW”%#ﬂFﬁ.

i
NH
A%
b +

AY “NH,

(I1I) (XX1IV)

R(I) BiEHoHEE, THEIEK (XXV) HHEnER B XKy
AXVDREAWR R, EHLEEHEE 8 E 4T,

1
> w { NH- 1
o +  R—NH; ——1 | —
S A3 (I11)



WA( M) EYMANYRE - BRER_EREENHEN R
OOVIT) HEXMAEROXIVIN B, RESRHER K2, TH#
AR (XXITD) FoxX1 )R B FEH .

R(V) PL FREA, FhAV-2) kRFTRUAUHRA V) FRF
BRI A, REFERE: AAL -NXI)RM &P R VI RER
AB-1H-1,4-Z KA R 5 AL -NXDRAN-SA . AT 04 1=
OXIX), BEXHACRERGAH T, AluRAERERBEKN T+
AR, RAREP WHRAARCELERERPEP .

R R R
A
1 -
L-w (xI) /'I"\ .
HN/-I—\N_.P - LI—N I'\]_p —— L Nx(cgj{
\—(CHx \~ (CHn n
(XXVIIZ) {XXIX) (v-a)

EXVIIDY PRAZEHRPH, AC - REERE, XEFPREH
X XEPEE.

HA() ERARACGUWAHERNTTRANANAFABREF. |
HENAFUFCTHRE R-Frs-HWA  AHR-Prs-Fr& % S5R .S Caln,
C.Ingold FV Prelog # Angew.Chem.,Int .Ed .Engl.,5,385,(1966)
LI ob N

R (1) AR RLERKETER CoARN—BF AR,
BAWELPRFETHRENRAENE, ALEBREAPRKTER,
HELHE o AREBHLENNEMRESRARGRTLES, TH
w%.

85 0 ARG AR R T N L A0 4l R o A B S AR A



HBR, KRR N A b SR B KA

B8, AAKBAGREENAFT BB T &, TR KR
SRR A — AT R EE R, A () L BRG) - RA(+)
FRERA(-) .

A1) LAWNIACERNELREBEELARAEENA.

A() LAWRRGY L TERHRpERS BRI TH IRLFE
FRERAARNGWEL. ERGMN, XRAEEAEN, EArch,
Int . Pharmacodyn .Ther.251,39-51(1981) ¥4 “fA4h48/80 xt
RER" AR, "EKRaBdi" AR, 7 "HEAESZEHR" AR
RAMBER, TREREEALWER. RTHERERNS, X2ER
Wt ad, RERHARS-LEKER. kA, A1) LAWEREY
ITEZHReREP TERAERME, HTFRRFNHDS A ERK
MRABUTHRRT L. ERAME, BNAEHREAZR, MUK
HARERALTRRHN.

RAagkenamy, (1) KAWRXRpRA TR TWELRA
Ky, wikT Ak, UGN, RURF. RN,
ETHARNGEWER, XAXACAWTERRATRAEKAWEHNA
MR, ARERZANGRAEY, EHERAIHRETREN,
BARRIWREHAXL RN E LY L TEXHREESHRAGE
el FRRBRELHHTHHAHBR, T ZHER. ILHA
AWy BERANEREMHNENE, REEEATOR. LHEH. &8
ERHRERETHONEY. A, £RS0RABELMT. THA
HE—HERGANE, w: K. ZB. % B%. RoBAKRNT
B HARE. BE. oA K, RERBARE, o BE. B,
Wik, HAM. BoH. HRNE, URRH. AN, BRERAH.
HFAAPRERALE, AXORETHNBRAR, ELNAT., &

31



ARCABEGRGARK. S THERELHAA4Y ., XBAAFCELY
A EPEARS FHBARECEL, B AMYRS . 45X
Hs, R REEEERE. HERARINGREARAER. &
HERAGHE, TTHEAESGHEREK. EFNE. ETRALY
NAAHHETY, RETHEECERBYRENA/ RETNERN, #
EEPBLEARRANELFRPNAN, FRENESTRKEEE
HERW, BTHEKRAEN/ AR THERSHAY. XEALY
TRAMFHWY . tlw: BEKBYE, BN, k¥, A(DERwait,
HTFHRAERRETHEGR, B, EREET TARAAWHN.

ARTHEPHNEN B, UEAANRREALRE AH 4N
HA. EXAXRUBPBRHEREYHALARARSRE TR AN EY
BRENBIRT, FAEAAHABHNRFLEETERAY, TA
AZEHFURDPHEHARE. AHETARNEARIA( 4
ARRHARERIH) . BE. AN, BE. BEEH. EEARA
B REN., FRN%E, RALSAHELK.

MEF RO WAEERENA, REAFATXHFRREEAE
AEE. —BARAKEN0.001 E100 wg/kp HE, B0 .0IE] ng/
keRE Y F .

TREEAFERVERAGENT T, HFARWARALH. B
ERARNA, AXHUERI.

= 1)

3)E149 TR L2- A LB R A42 24 IN-(2- ZHREZE)- -
~2- WREEE309 @1 - XRRWAEAY, BRARAUWEEAEE
TH#4 Ao, Z2EEE. BRUATEX. ANBEBLEL, 13
RRW57 540 (100%)2- 8-N- 2-ZEH TH)-n-3- #E-2- o)
LB ( PEIF &),

52



b)#19 3% 2-K-N- Q- ZHRETHE)-N-(3- #HE-2- RE) TH
B 11 AR-RERRIEAT ORBRAN270 4 FPXBRKAENTT
#1800, FRERAWBAR, NEAWETAR_LFIK. Al
BTR. dEPEAL. MAYAEBREENEL, AP KM FH(99:
&R REAWAR. WESEL, RXARK, REMRU16.74
(60.9%)4-[2-[ 2-ZRAETE ) - H-2- e R) REI-2-AFE)-
I-RERR OB (P &2).

ARBFEERETHFEF&:

o R!

L—N  N—CaHan=CN N
P
0

33



e L Rl L f 1.3
Q O _cHy
O
4 H3C- -CHZ\@ q
S
S H3C- CH ;\ Z i
6 H3C- "(CHZ)T"O‘CHI_CHB |
7 H3C- '-(Clﬁh-O-CHz—Csﬂi ]
—(CHp)—O0—CH-CHs
® | ceHs—CH— ¢ '
9 H3C- ;:[: ;\ /; '
; PAYANE
; ] '
10 H;C-CH;—0-C— CH;
9
11 H;C-CH,—0O-C— ~(CH)-O0—-CH—~CH;| o
12 | CgHs—CHy— —(CHy)-0—CH—CH;| 7
13 C¢Hs—CH»r— ~{(CHy)—0—CH—CH; "




L2
EEE. ERTHH-02-10- TRELE)G-AE-2- rE)-
RE2-AFEI-1-KERRTE . 2 MERHAFHRN200 fF
BARNRAY, A3 10X £- RELHNEAL. EBHARNES,
RHEAN, ZREX, FHHARWIS 24 (1008)4-[2-1 (3~ RE-2-

MR E)Q-ZRETE) RE)2-EFEI-I-RERBRIE( FH* &
14) .

R XK R R4 T o B &

1
N\ PR

L—N  N—CpHn—C—N
Hy Z

35



L Rl ,
1o H c BT
's) - O _CH,
H N
15 HyC—CH—O0-C— W ﬁé%
_ 0
16 | HaC- N\ "
S
17 | a\sc- —cH \ Z "
18 H3C- ~{CHg)y-0—CHz—CHj3 M
19 H3C" —'{CII ) O"CHZ_C6H5L n
20 Celis—CHy— —(CHz)7-0~CH~CHj N
— 0.
i
21 H4C- CH \ /
o —CH; @) y
3 \ /
22 | HyC-CH~0-C— Cﬂl_y
0
23 HyC~CHy—O-C— ={CHa)—0—CH,—CH;3 g




A3

)5 6A-RLHAINAI § BNV - -TRAETE)-2 3w =
FEHSOM 1 4-ZoB bR B A, AR RAWE B RE TRMS
A, RAFBEARAY, RAeRSTHXR. BAXRR2E 0 R
Fl&ths 620 (70 40)2- B-N-13-1Q-ZREHE) £H51-2-ww i)
LB ( FEFB2A) .

b)3.62402-A-N-[3-L (2-LAETH) BH1-2-mm X1 TEEK.
10.64-( KEPH) KE. 6.4 PRBRATORTFREREWEST
TH#20M, RERAWEAR, BRWETA. AR PRI
Fon, REAZTR, d@mELX, RENKHT.9 # (1004N-13-12
- ZEEZHE) B2k )-4-( FRFR)-1-RELRE( P
FE&25) .

ARG RERERRUN-13-1(2- TREZE) £E1-4-%EX]
-4-( KEWE)-1-R%E BRI ( PHEFH26) .

X4

a) {67 SEMKBRAMAN2S A42-R-3- AW, 29.502-REF
R_EREMIS ONN-ZFETHBENBEFARY, XA RLUE
100 TTHEHL.5 Db, WEKERAWENAF4-BH-2- REH,
HENRAMAEELARRA, 208, ANEETE, 38PEL,
RRWHLHEER, BHE &%, TREZI .6 & (10%N-(-#H-2-
e )-2- TR B B (R 27

b)3 . SSEN-(3- & E-2- vteeX)-2- HEVEK. 2 REGHANF
MARMI20 BPBNRSHEYE. 8T, A2 @54e- KEAN
£, RRETEENEE, BUELH, ATEE, RANRMI 6
% (100%)N-(2- KEXPH)-1 - B ( PHRFR28) .

)4 UM-RLETHRCHEERE NI 6 MN-(2- BEX

37



FA)-1,2-0R R0 ZREAFZEY, HARRAWAEEE R
HUM, EEEWCERENLE, #X2ERE, BRUATK, A
RRAAEAN, WA QPR RAALTR. 28FRK,
REBKRMI.9 R 100%)2-( RPE)-3-2- RERPR)-IH- %*
[4,5-b1 kv ( 7 %29) .

RARNF ELHAT :

HEYs-( NFE)-9-02- ZREREZE)-o1- F%( P& H30)
VY4

2-( RPEH)-30- % IH14,5-b) HwE-3- M,

mp.136.2°C ( [~ &31) .

XK 5

10 6IN-(3- HE-2- g E)-N-2- kHEPE)-4-FE-1-
REZBRE. 0.1 H4-FXAMPSH_PENRAY, AL ABER
ABETHEHAON, FRERAWBEAR, HAUBRT AP EHR
LEAHRRD, oW BN, BTH. d80ER. HeUAER
BEMSA, SAPH=ZAFRPRARZLH(95:5 KF) M. &
MR, RXENA, £2-FRPHERRUELN E)-2-TH-R
i, BiEE, TREH B 026.6%)3-2-%HEFE)-2-[(4-FE
-1- X)) FEI-IN- k- 14,5-b10R (E)-2-TH—B&E(1:2)
mp.124 5C ( f&4r1).

AXUFFHERET:

MRWA-103-(5- FH-2- ku¥) FHI-IH- %k2H4,5-0]
%-2- £ PEI-I-KERRIE( Lo42)

2-[(4-PH-1- REE) FH1-I-(4- F2RPE)-30- 24,
5-b1 MR (E)-2-TH —RE(1:1)mp . 175.9C( 4 H3),

3-(0- TRETE)-2-1(NEA- PE-10-1 4-“REE-1- %)
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R I-3H- S04 ,5-0] M (E)-2-TH-BRE(1:2)rmp.153.4°C
( fathd)

-[(4-FH-1- KEE) PHI-3-12-(FXFEE) 22130 %
314,5-0) B (E)-2-TH_BR& (1:2)mp.162.6C ( LAHS),

FeWa-101-2- ZHEEZE)-3H- ke H14,5-b) -2~ £)
BEI-1-RERRTE ( LAH6)

3-(2~ TRETE)2-1IAE-4-(KEPHE)-1H-1 ,4- 2B -1
- E1-FHI-IH- w04 5-6] R BRE(1:2)mp.136CT( LA
W7}

3-[(3-FH-2- knf) PHI-2-[(4-PH-1- %EHE) PEI-30
~ SR IE4 5-b] MR (E)-2-TH =B (1:2)smp.186.5C ( LAH8)s

FRMWI-103-(3- PE-2- sk E) PH1-30- hEH14,5-b] %
ne-2- A1 WHE-1- RERRIE( LaW9) BE

HRWA-12-03-(2- THEETE)-3H- sk3t04,5-b1 tbe-2- X1
LEI-I-RERRLE( LAWI10) .

EHEH6

Y37 .80N-03-0(2- ZREZHE) AEM- mweEl-4-( XEFE)
-1-RETEEE. 0.1 B4-FRARMIS0 p_FPRERAY, ALK
BEEAXRBRETHHEI, RERSWEAR, NEUWARBREEN
A, —AFRRTFRRAY(93:7 KBR) M, kednL, ARE
A, RERRW20 .20 (56.1%)3- 2-ZRE X )-2-1[4-( XKEFX)
-] BEDH-kM K4 5-c] R ( KoL) .

RAEBFEWET :

HRWI-2- ZRECE)-2-14-KEPE-1- K] FE)1-1H
- BRME04,5-01 M ( AW2) AR

2-[(4-FF O E-1- EE) PE1-3-2- ZERETE)-30- st

-
29
b



[4,5-b] WtwE (E)-2-TH —M& (2:3)smpl90.6 T ( A413) .
X7

8.5 H4-FE-N-1(5- WE-2- %kWE) PEN-G-HE-2-
RE)-1-RECERE. 2 B EPHATRERP200 PWRNRESY.,
A2 B5p- ARANAEYE. $RTARK. RKBEARNES. &
HEAH, AXEHR, HAUREREENEA, AP RMTFH(90:
106k WRAWAR. WKL . ERARE, R{UAEBRER
1 pLe)—F Ak, BREFN_LAPR. OK. FRAVTHNRLA
B (50:45:5:0 5tKB) M. KRSEL . BRARK, £2-FHTH
FRBEAAE) -2- THR_BE. BHAE, TRANI 4940 (26.7%)
-L(5-FE-2- k) FE-2-[(4-PE-1- %EE) PE1-30- %
M3F04,5-b) Wm(E)-2-TH_RE(1:2)(adhd) .

RARPFEENET:

BRI -2- ZRECLE)-2-03-14-FEFH)-1-%%E] H¥)-
M- M H04,5-b] o ( HAMISHER

3-(2- ZHREZHE)-2-14-(1-%%E) THI1-IH- %2 IH(4,5-b]-
W (E)-2-TH =& (1:2)smp 148 2T ( b th16) -

XM

#3.3502-( RTE)-3-(2- ZREZE )34 B2H4,5-a) &
REE R B-FREKENRLUEI0 CTRE A, RERE
MEXL. RROFEBEENSEL, RRPHZAFRPFRRAY
(90:1048) M. WEKLL, ARERE, RRUR T _RAMN
EREORYE, Al ZAHdRE, AREX, - PNL
WAy E)-2-TH_RE. BH3E, A2-0WEL, BHBFR,
FRAE2 2402 (44 4%)3-(2-ZRETH)-2-( (4-PH-1- HEX)-F
A1-3H- Sk IH04,5-b7 abmE(E)-2-TH 8k (1:: Vimp.165.8C( 1k
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4417) .
LA

#1882-( RPE)-30- k23 04,5-b] wbR-3- ZMWALD . SH
I-RERBR LRI RLBRHBRHERS YT, Hiwl10 HKBRAE
EERABEBABE TERIIVIN, R2RRE, A/KWETK,
A-AFRERGXF&, RREAAAER. TR, 28FRE. HR4
AeERBEH AR, —KPRPFR(95:5 KR) ReWHEM, KEs
Ha RRAERAE, BLURM_RARER, BHE &, THRAE
17.56(62.7%)4-[13- 2-B ¥ )-30- k-4, 5-b1kme-2- E1-¥
- 1-RERR LR mp 1174 CT( HAWIB)

AXBFERET :

3-(2- THRELE)-2-[12-FE4-(KEFE)-1- %EE1-F&)
=30 Sk 3F04,5-b1 HRk.mp 91 2C( AWLY) .

4-[03-(2- ZRETZX)-30- %IF4,5-b] Hog-2- £) FE]-
-PE-1- RERRZEZ_RE (1:1)1mp.146.6C ( {L4&420)

1-(2- ZHREZE)-2-114-113-1(5-FH-2- siE) FH1-30-
4 ,5-0- 1% (E)-2-TH & (1:2)mp.200.1C ( L&421),
DLE2-[(4-PE-1- %) PX1-I-(2- wEXEPH)-3H- k4,
5-b] #tvt,mp 1199 T( 4 H22) .

E#EMI0

He 4 @1-( XEFE) RE. 4.7 08-( £FX)-9-2- LHAE
ZE)9- F%. 2 | pEREAORLBHRAYRIEKS Do,
BEERACUBER, NRUWATAK, AZAPKRBRE~ &, #H#RN
XTH. d2pEL. NeUARBEEN L, KPP PR
{97:3 ) REAWAR. WELALY, ZXANK, BEARRW .6
(62 0%)9- - THRETH)-8-114-( EXWH)-1-%EX] FHI1-08
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- g ( ade23) .
XM

¥33 03-(2- TRETHE)-2-14-(1-%EE)-TH1-36- %t
[4,5-b] W, 2.9 §2-( RFHE)-3-(2- ZHRETE)-3H- %4,
5-b1 WL, 1.2 HEMAP2 SR NN- —FELRRGRAN, &
T0C THHEE AW, FEERAUEBEL, HAUA _AFRAN. ¥
R TH. dBPER, E2-FHPHEREPELIL_RE, B
EE, M-FRER, REYER, TR, #2507 #6.8%)3-02- T
FETE--[[4-14-1302- TRETHE)-3H- ket 3E04 5-b) Hm-2-
1 THI-1-%%E] FEI-30- F4H04,5-b1-HEL_RE(1:6)s
wp.121 9T ( fiadh24) .

EHp 12

#11 SRERAHWAS B4-103-[(5-FH-2- k%) FEI-3H
- R 3E04,5-0] MR-2- X1 FEI-1-RERR TRN42-FNR
BAKE, EERBE TR MG, #EERAWEERTHEY
. ERANEER, HRWATA, AP EERES G, REK
AA#ER. TR, d8FFR. HEUSEREEN %L, ARalN
ZAFRPERROW (955 4hF) M, KELLS . ZRERA,
E2-ARPRRANEA N C)-2-TH_RE, #Hud, TRA
6141 (40.3%X)3-1(5- WH-2- skt )-HEI-2-(1- KEXEFL)-0-
okl 3 04,5-b1 MR (E)-2-TH —BRE (1:2)mp.187.0°C( fbth25)

RAEBRTERNET:

3-(2- ZHEETE)-2-(1- REZFE)-IH- KEIF14,5-0) bR
(E)-2-TH=-RM&E(1:1),up.183.0T ( £AW26)

-[(-FE-2- E) FEI-2-(1- REXTFE)-IH- 5w}
[4,5-b] R (E)-2-TH-_RE(1:1)mp .170.9C { L&H27):s

42



3-(2- ZHEETE)-2-(1- REXEFX)-IH- %4IHF4,5-b1 %o,
ap.108.2 CT( L&a#28)

2-(2- THRELE)-2-12-(1-%EXE) ZEI1-3H- %H4,5-b-]
MR (E)-2-TH — B (1:2) ALY wp.166.1 T LAW29)UR

I-02- ZREZE)-2-1(-FE-1- BEE) PEI-IH- %2
[4,5-b] W (E)-2-TH =& (2:3)mp.159.9C ( fL4430) .

E#H 1)

#8.3 @1-02- ZRELE)-2-[4-( XEFE)-1-%%E) ¥
EI-1H- M H4,5-b] HRP200 RTFRARAW, A2 Q10X &-
KBEARNESE. ERTAA. RUATABHES, SHELN, &
REW, MehReEgEEF4L, BANMN-AFRMTFHRSY
(90:10%k %) M, Yhhdss, KAANMA, RANRS2.3 ¢
(46 .10)1-2-ZHRE T E)-2-(1- REXFE)-1H- % H14,5-0) &
(el .

AXGF B H%:

3-(2- ZRETE)-2-I(SE-1H-1 4-= K H¥E-1- X&) FEI1-3H
- SR IF(4,5-b) MR (E)-2-TH—RE(1:2)2- AW REQ: 1w
145.5 C( LaM32)

3-(2- ZHRECHE)-2-03-(1-kFH) WHEI-IH- %k4H14,5-b]-
Wi (E)-2-TH =& (1:2)rmp .160.7C ( LAH33)s

3-(2- ZHREBLE)-2-102-FE-1- %EE) PEI-30- skH4,
5-b1 WEE)-2-TH_BRHE (2:3)imp.169.6C( EH34)s

9-(2- ZHREZH)-8-(1- REEFE)-9H- FRE)-2-TH=-R
#(2:3)rmp.170 4C ( LAMW3S)

3-(2- ZHRELE)-2-(1- REXFE)-3H- sk H14,5-C) bR
(E)-2-T %% (2:3)rmp 200 5C ( {A4M36) UK
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1-(2- ZEETE)-2-(1- REEXEFE)-11- F2IH[4,5c) A%

(E)-2-TH -8R (2:3)imp.169.7C( fo-th37) .
LA 14

2.7 #3-(2- CRETHE)-2-(1- REEFE)IM- K2H(4,5
~c] B, 2.7 @1-(2- RZ¥)-4-ZH-1,4- —H-51-N2-5- ®
1.3 RERAMDLONN-“FELREH RS WATT TRERAEA. &
EERAMBEINAY, AZAPERRE” &, RRAETR. dif
AL, E2-HRP RN L —nd, Bhdd. TR, 73
3.9 4(64.0%)1-[2-14-L (3-2-ZRET X )-3H- 2 H4,5-b] A%
-2- X1 FEI-1-%EX) ZH)14- TH-1 4- —H-S5H-N2-5- ¥
L& (1:2)mp.170.9C ( LA %38) .

REUFEERHETRAAH:
R (;Hz—CHZ—O—CHrCH;
/—/\ A1§A2

L-N = N-CH—~ |
/



A ~ak=p2-a3=p44 base/salt mp. °C
&
39 [{4- PE-1H-%k ~N=CH-CH=CH- | eth. (1:2) 153.0
-5~ & )-HH
40 -N=CH-CH=CH-| (E)-2-but.(1:2)|166.5
3-K#-2- KA (B)-2mbue. (1:2)
CH:"'
41 O: ~N=CH-CH=CH~| eth. {1:2) 189.3
42 2‘&%%65_ -N=CH~-CH=CH~| eth. (1:2) 166.2
0. O
43 (:[j -N=CH-CH=CH~ | base 123.9
# CHz'CHz"
Q
44 H;C—C—CH;-SHZ -N=CH-CH=CH~-] eth. (1:2) 185.9
Hz"
45 3-CHz| ~N=CH~CH=CH- | (E)-2-but.(1:2)|114.6
e enacn_ | (E)-2-but. (1:2)
46 2-CH3| -N=CH-CH=CH 172 By0 146.0
0
47 [2-(4-FREFKH) -N=CH-CH=CH- | eth. (1:2) 172.4
Z
48 2~CH3| -N=CH-CH=CH-| (E) -2-but. (1:2){141.9
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Comp. L R -Al=pZ2-2A3=a%] base/salt mp. °C
No.
CH,
49 « a2 -CH=CH-CH=N-| (E)-2-but. (1:1}}210.9
4]
au,
50 r 3—cnj—u=-cn—cn=cn- (E)-2-but.{1:2){ 85.8
U CH—
o
51 ) -N=CH-CHE=CH-| (E)~2-but. (1:2)} 185.6
CH,
52 Qf A ~CH=N-CR=CH~- | (E}~2-but. (2:3}]212.9
B, { ( )
O
7 N Cﬂ’
53 Y B ~CR=N—CB=CH4-| (E)-2-but. (2:3)]|215.9
o
2 CH;
54 ~ B ~CH=CH-N=CH-| (E)~2-but. (2:3)]199.5
o
& H,
55 Q/ B —CB=CH-N=CH- | (E)-2-but. (2:3)]190.3
CH,—Cir—
0
S, CH,—CH
56 g - B | -w=ca-ca=ca-| (E)-z-but. (2:3)]183.5
CH,
s7 ([ % B |-N=CH-N=CH- | (E)-2-but.(1:2){189.3
o
c\/ g B | -NeCE-CH=CH-| 2 eth. (1:2) |187.9
58 BC—X N
f
o CBCHji

46




L -Al=pZ-a3=p%] base/salt mp. °c
fté&
0
N—CH,—CH]
59 L ~N=CH-CH=CH- | eth. / H,0 221.9
[1
H
H,
60 <, . ~N=CH-N=CH- | (E)-2-but.(1:2)]164.3
CH~CH—
Q
CH,
61 \ —CH=N-CH=N-
o
CHy
62 —CHh=N-CH=N-
CH,~CH—~
o
63 O—s—m,—cu,—- ~N=CH-CH=CH-
L,
64 —N=CH-CH=CH-
o
CH,
65 ~N=CH-CH=CH-
o
CHy
66 - ~N=CH-CH=CH-

+7



L
4hl\
CH,
N AN\ 0
67 ¢ | -
i o
/. /‘\'
68 -/ CH—CH,- | H
\ &
7 ==
N
70 8\1"N
CH
L )
H
1
N
71 Hy A
f“z
CHz
0]
e
N—CH,—~CHy—
73

-Al-Az-A3-A4" base/salt

°c

~N=CH-CH=CH~

-N=»CH-CH=CH~-

-N=CH-CH=CH-

~N=CH-CH=CH-

~N=CH-CH=CH-

~-N=CH-CH=CH-

-N=CR~CH=CH-
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(E)-2-but R (E)-2-TH—_##
eth. RZ_R#
base
salt # #
LM 15

#2.5 @5-02- RTE)-4-PEE%, 28 #3-2- ZRETLE)-
2-(1- REXFE)-30- sk IH04,5-0 . 1.5 AN N-ZZE LK
POONN-—FRLBBENRAUENTCTRH ALK, BRERAY
BEL H{URTA, AQPRBEGES &, RBOGKARRA AN
X, TR, dB80EL, NAWEBEREENEL, A—RFRMF
B97:3 #8) WRAWHAM. KEHAL, ERARK, £2-FHY
HRRUEANTH—RE, B &, FTRAN.9 4 315.1%)3-(
2-LERETE)-2-[[4-12-(4-PH-5- P E)-ZX)1-1-%%EX] 7
-3H- " 304,5-b) WL BRE (1:2)imp.189.5C( £ E%74) .

- 38 -
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KM 16

#s3 BRTHE. 14.403-02- TEETE)2-(1- REXEPE)-
- HIF4,5-b] MR, 7.4 RBMAHM288 N N-ZFE T BN
REWEZRTREDH ., ZRARAWENAY, AL RERNX
Fah, REESETHR. 28R, HaYARREENEL, AR
Pl m (955 #8) HRAWAN, REL4Y, RXARE, B
YA _REMPRE, BRIAFE, THREAN L (79.204-113-(2-
LERETE )30 % Ik04,5-b] vbmg-2- X1 FEI-1-RETHmp.
80.7C( ath1s) .

AXRFEENET:

3-[2-14-[(3-(2- ZRAETH)-IH- %" H[4,5-b] Hmg-2- &)
FE-1-K%E] ZX1-2-PE-40-H®H1,2-2) HE-4- B (E)-2-
TH_RE(:1)2- FHREQ2:1)mp.187.8C( LaW76)

1-03-14-[03- (2- THEETH)-IH- K2H14,5-b] dhne-2- ¥
BEI-1-%E) HE)-1,3-—6-20-FHkm-2- MZ_BE(1:2)
mp.217.6C( L&H17)s

4-14-L03- Q-THBE TH)-30- % H[4,5-b) wbme-2- £] FH)
-1-RERI-1-(4- BXE)-1-THRZ-_RE1:2)mp.152.4C( A
H78)

I-(2- ZRETE)-2-1[4-13-4-RXEEE) HE)-1-%RK) ¥
E1-30- R"2H4,5-b) RZ_M&E(1:2):mp.160.5C ( LAWT9)s
Y,

4-[[3-(2- ZHREZH)-0- K" 04,5-b] whe-2- X1 PX)-
1-RECRIET B E (1:2)mp . 166.8°C ( fAM80) .

ES 1Y
#2.7 Br6-(2- R E -1 7-ZPE-1H Sh- HHIH[],2-2) B
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-5- M. 2.9 93-(2- ZHEETE)-2-(1- REEFE)-IH- K4,
5-b1 wkE. 1.6 RBRAF0H-FE-2- RMHRAY, EEXE
ETHB M, RETERRBIAR. $EXERGWER, R
WETA, AZAPRBBES &, RERAAAKER. TR, ddp X
£, MEWREBREENEL, AZAFRAFH(90:104R) HRs
WAM, WREHED, EXENK, L2-WBIHRKYEAN (E)-2-
TH-_BRE, BHEE, TR, 2303 360 47.3%)6-12-14-113-(2-T
£ETX)-3H- A IH[4,5-b1-e-2- X) FEI- REX) TX)-
1,7-= B 3%-1H,50- %M 3H01,2-a] #z-5- ME)-2-TH R (1:2)
smp 162 .5C ( a#sl)

FRGH E T4

CHz—CHZ—O—CHrCHg

L—N N-CH-,-<\ IJ

’{t qu, L base/salt mp. °C
[=]
Oy
82 eth. (2:5) 120.7
CH;“'CH;
83 \—C—CH,_—-CHZ (E)-2-but. (1:2) 153.8
H}\/.‘ CH,
"
84 - 0.5 Hp0 120.7
H, ™ CHp~CH,—
0
HJC""“"\/' CHy (E) -2-but (1:2)
85 | -FiME (:1) 87.5
Hy,c” CHy—CHy—
)
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CH—CHp—
CH;
ad T
90 '_<\, l CH

0
i
(g .

Comp. L base/salt mp. °C
No.
i
CéHls—~NH—C—HN 2 CH,
86 Y | base 169.6
BC” CH—CH—
4]
O
]
CHI-M{—C—M A CHJ
Y
87 |
CHy—CH,—
o
<|:H:
h CH
N\( 3
o | I
CHy—CHp—
0

(E)-2-but .- (E)-2- TH_mi
eth.- Z-RE




P18

#1.4 3-3%-1- Wi, 28403-(2- ZRETHE)-2-(1- KEEF
A)-3H- sk IL4,5-b] R | 260 KREN 6L LN RAWE
EREE TR Mo, ZRERAUARELLE, ZREX, HR
WREBREENGL, AP KM TH(93:7 4hR) NRAGWAR,
REGAS  RREMNK, ERMAE2-THPHAN E)-2-TH-R
. BHEd, TRE22 R09.743-Q-ZAELE)-2-[14-2- &
WE)-1-REX) PEI-IH- skEH04,5-0] wE (E)-2-TH_RE
(2:3)mp.175.3C( LA4H92) .

AEUFERRET

4-[[3-(2- ZRE X130~ k™ 3H14,5-b] Hhm-2- X1 PX)-
N-(1- PEZE)-1-REFRKEE)-2-TH-RE(2:5)rmp.169.8C
( a9

3-(2- ZRETE)-2-104-12- (XoHEE) TH)-1-K%EE) F¥)-
IH- M IF4,5-b] M (E)-2-TH —BR& (1:2)mp.164.2C ( 44
TRV Y

2,2°-[(1,4- TokEX) NFE] X[3-Q-ZHKEZX)-30- %
IF04,5-b] W (E)-2-TH=_BRE (1:2)mp.219.1C( A 495) .

EHH 19

¥a 1502 4-—FREXPRE. 2.8 @3-(2- ZRETLE)-2-(1-
AR P E)-3H- KMH4,5-00 M. 2 REDETRERMI20 @
PHHRCWA2 R10% &- KEARNEYE. ERTEL. R4aH
HEHEE, ROEAN, XXEX, NRUAEREREmsd, A=
LPRMER(95:5 4hB) WROYHAR. hksbss, RAERA,
E2-FHPRNRYRAENT_RE, BHE&R, TR, 434.380
(70.7%)2-[14-1(2 4- —FEEXE) FEI1-1-KEH)] PEI-3-0-
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ZEXZX)-0- 2 H04,5-0] T ZRHE(1:2)mp.173 4T ( 4
4496) .

RAXBFEARLET -

3-(2- ZHEEZX)-2-14-(4-FX-1- X)) THI-H- i}
[4,5-b1 MR (E}-2-TH-RE(1:2)smp.186.0C ( LAHIT)

3-(2- ZRETE)-2-13-(4-FE-1- REX) FHI-H- %L}
(4,5-b) R (E)-2 TH-RE(1:3)smp.183.7C ( LEWIB):s

3-(2- TREZE)-2-T14-(1- FEZE)-1-%%EX] FE1-30-
- (4, 5-bIbR T & (1:2)rmp.167.7C ( LA H99)s

2-[(2,4-—PE-1- mEE) FE£1-3-2- ZHEETE)-3H- %™
FH04,5-b) W (E)-2-TH—RE (2:3)mp .155.5C ( L&4100),

2-[(3,4-—F&-1- REX) FPE1-3-2- ZHELE)-H- %
H04,5-b] ®E(E)-2-TH-_BE(2:3)mp.157.1C( £44H101)s

3-(2- THRETE)-2-1(4-T%-1- %EX) PEI-IH- % HF4,
5-b1 MR (E)-2-TH B3 (2:3)smp .185.0°C ( LAHW102):s

3-(2- TEREZE)-2-[4-1( 3 4,5-ZFHREXK) PE1-1-%
gE] PRI-IM- EEH-14 5-bIURZ-BE(1:2)mp . 183.1C( 1L
A%103) BLX

9-(2- ZHEEZH)-8-[(4-FH-1- REL) FEI-00- T mp.
69.7C ( ftadhiod).

E 20

#1.26002- %%, 3.6 B4-103-(2- THREZHE)-3H- %34,
5-b] Mbve-2- X1 WRI-I-RELE. || REREKTMELTER
AHWERABRETREZN, KFUKERAUAR, RRWATA, A
ZEPRRREER, BERAB TR, dEmEL, NeWARREE
Fraef, AP RM=E(93:7 468) HRAMHEN, KREHL.
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AEANN, E2-TRFPRRRYECHZ_RE, BHEFR, T#,
238 (64 30N-2-14-103-2-TREE T E)-3H- sk H14,5-b]
Mheg-2- X1 FEI-1-REHR] TE)-2-HEBRT_REU:2)mp. 17
5.3 T( famios).

RAXMFEXHET:

N-[2-[4-[[3-(2- ZHRETH)-IH- %I 04,5-b] moe-2- X
FEI-1-REE] THI-5-FE-13 4- Eom -2- B Lad106).
21

ERAAT #0 20 84HHA2 4G (50%) 2 #MmAS .2 @4-103-
(2- ZEETH)-30- sk IF14,5-b] HR-2- X1 FEI-1-KELH
TN N-— R EFRERHR YUY, RHE, WAL 952 2-A¥%,
URGUEERTHRBALK, ARARAWER, N&UETFA, A=
CPRBRES R, BEALTHR, dR2vER, N ARRERN
S, A=ZAPRPFR(00:104R) RathaM, Yrdsas. X
AR, E2-FHPHRRWKLY E)-2-THE-RE, BHEF&,
TRIES 424 (54 0%)3-2-ZEELHE)-2-[4-12-2-FRER) T
HEl-1-m%EE] FEI-H- L 04,5-01 mE(E)-2-TH-RE
(1:2)smp . 155.3°C( La107).

REBFELHET :

3-(2- ZHRETHE)-2-104-12-1( HLHI5,4-b] whme-2- &) &
1 THEI-1-%FE]) FH1-30- % H14,5-0] m( LaH108)
¥4

3-(2- CHEAETHE)-2-104-1 (B35 ,4-b] mg-2- 2R &)
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-1-REE] FEI-H- %I 04,5-0 W ( LEewi09).
K22

2.6 RA2-K-1- PERRARANLLBI-KFARAR. 2 BN,
N-ZZETHA195 R PIREERA WY, EERTHHL PRE,
WA .6 B4-103-(2- TAFETHE)-3H- ko3f14,5-b] wme-2- %)
FEI--RECEFAUBERSWELZE TR Ao, KRR EYE
AKH, AEAH. BANHETE. S8FER, NeWAEEE AT
sk, REAPH_KPRPPERAY (95:5 &F) AN, hRs4
&, BREBA, E2-ARIER{PRALIC_0E, Bli%k. A
THER,. 2HEER, TRAR2.4 #039.6%N-12-4-113-2- TK
XTX)-30- %43H04,5-b) we-2- £ FEI-1-REE) TEI-3-
kA REE L RE (1:2)5132.2 T( fadm1l0).

PR -

N-[2-[4-[[3-(2- ZREZH)-30- % If14,5-b] shneg-2- #)
FXE1-1-RgEE] TEI-1-FE-1H-#%-2- RECHKwp.132.6 T 4
Al

N-[2-[4-003-(2- THRETE)-30- 4 14,5-01 were-2- ¥
WE-1-REE] ZHI-4-HEXFEBE ap.180.7 T HEWI12)
UE

N-[2-[4-[[3-(2- ZHRETH)-3H- %M 3H04,5-b] nbe-2- %)
PAI-1-REE] ZEI-1-FE-1H-9%-2- REKT & (1:2) (%
4%113).

RAXBFERRET

2-HBA-N-12-14-113-2-ZEE T X )-30- sk 3H(4,5-b) #e-2
- X1 PE-1-RRE TR XVERE( KAL) MR

I-RAE-N-[2-[40[3- 2- ZRELTE)-3H- %=L IH[4,5-b] HR-2
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- X1 FEI-1-%EE] TEI-2-RERBRE( AaWIL5).
EHH23

0.7 RRARTIK. 3.6 B4-[03-(2- ZHRETE)-H- %2¥*
[4,5-b] wtw-2- %1 FEI-I-RETERS RRERWARAME
ERTHAGAK, HEERAWAR . R{WE T _AFR, KK
AAZRk, TR, d@FER, B2-ARTHNKURCIT_RE.
BHIES, TRAN2.2 € 05.84N-12-14-[[3-Q-ZRETE)-H
- R 3F4,5-0] -2 £ WEI-1-KEE] TEIN- RRLZ
R (2:5)mp.144 5T 4M1le6).

REMFHAEMET :

N-[2-[4-[[3-(2- ZHREZX)-30- %2 H(4,5-b] sex-2- %)
PEI-1-RFEE) ZEI-N- FRRZ-RE(1:2)mp.119.7T( 4
H117).

XM 24

#1.65002-( XREFE) RETK. 8.9 9I1-(2- ZEE LX)
2-(1- REXLPR)-IH- %3 14,5-b] weefvdot - RSWE
EIERE TR0, HRERGWER, HRUAERERITHR,
AR (95:5 48 RAWAM, Wk, EXARK,
BeUM_RwERER, BHES5, TRAR 364 (31.084- [(3-
(2- ZHEETE)-IH- 23t 04,5-01 dbrg-2- ) PR)- - (KEE
PE)-1-%FEZHmp.102.5 T( £AHI118).

RAEBF LM% :

4-[03-(2- TRETZH)-IH- "2 04,5-b] wem-2- ¥) PH)-
I-RETZHMZ_RE (1:2):mp.152.0C ( AH119).

X225
#2.7 03-(2- THRETE)-2-(1- REXFE)-IH0- %2H4,5
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-b] MR, 3 2-TE AR - TR RAWEL2S CTH#D
B, MERRAWAR, RRWBAAY, A_APRAREF~L, #
BALTHR. dEPER, RARUHEBREERSEL, AZABKAY
B(90:1048) BRAWAM, WEKES, ALXRA, E2-THYP
WRLMEAL E)-2-TH BRI, BHZdE, TR, 4233 ¢
(48 .2%)3- (- LR B T X)-2-1[4-12- 2-were &) ZH)-1-%%EH] ¥
A 1-3H- HMH4,5-b] R (E)-2-TH R (2:5) ,mp.162.1C( £
a4120).
3 #7126

a 12 9W4-103-(2- ZRETH)-30- vk 3H14,5-b] #%e-2-
] PE-1-RELEHEEREEAB N SH ZAHK. 72200,
N-BPEXL REOE) 135 REEARHHBEHR (-10C) BEMP,
B, RETAHNER, £ZRHE#¥) MHE, ZRIRAY, 1
B MR (100%)3- (2- ZHEETH)-2-114-2- RHEKRTIE)-
I-%EX] FEI-30- %H04,5-00 sbeg ( L44P121).

b)43.8 43 4-HBE B 13.1403-(2- THRETHE)-2-114-(2-
FRARZE)-1-%EE] FE1-30- %304 5-b1-fIs
LR UEEAEBE THERH. 52ZRE, REBKM16.90
(100%)N- (4- #-3- WRE)-N'- [204-1[3- 2-ZHRE L X )-30- %
304,5-b1 Ahog-2- ) PEI-1-KEH) TE) wR( LEH122).

¢ HE16 .9IN- (4- BE-3- Mg E)-N"-[2-14-[[3(2- ZRELE)
-3H- KM IFL4,5-b] whe-2- B FAEI-1-RRE) ZE) KA.
NAREAR( L) . 0.1 RRPDS REERWHRSYEEREE
THH# b, RERAWASERLSRTE, AREX, Ml as
REENKL, AREFH AT KM FREAH (90:1064K) &R,
RS ARARK, BLbE_RrBEEY, BYFFR, T
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R4 734 (30 0%0N-[2-[4-113- (2- ZRE % )-3H- %™ H4,5-b]
Mhag-2- 1 FHI-1-KEE] THI-1H- K2H(4,5-c] Hme-2- B
wp .124.5 T ( aW123).
LA 27

HI4N-(2,2- —FPRETE)-N-[2-14-1[3-(2-ZHETE)-3H
- M4 5-b] Wrg-2- B BEI-1-REE] ZE) MEAERE
140 HINERAKNRAWEERT RIS, ZRGWAELEL
PORRAE, A-EPERBES &, RERALTHR. dBwAR, N
SUWAEBEENAEL, AR LT RN FRREA4(90: 104R)
M, WBEEED, RRAERK, Reths PRW-FRAR—EER,
ZERRE, RAWBTAP_LREY, REAANTALERRS
, 2KAH, ANEETR. dBVER N{/UABREE T
SaA, ARPRPFH(0:10648) ReEM, hR&EdL, X
RERA, E2-ABPHRRUEALAC_E, 2HEd, TRAH
0.65% (3.7%)4-113-(2- ZEAEZE)-3H- ke iE4,5-b] wbr-2- #]
HEI-N-(IH-sk-2- A )-1- MEZHEZ-BE (1:2)mp.170.5C (
faH124).

X128

#0 48 AN KA (S0%) AHWA2.5 R2-[(4-FE-1- KE
E)-FE1-3H- sk H4,5-b) -3~ ZRETF225 ANN'- ZHFEP
BB HBEY, Bwgl, EEERT, H#1 Ao, BEENT
W1 Ao, RPEHMWAN0.723 BI3-K-1- T ( ZBBRKE) . EX
HNRAWEZETHHA Mo, 288K, ZFRAPERR=XK,
RA_AFRREHL, ¢HRRA, BTR. H@XL, N{UAH
BEENSEL, AZAPEPER(95:5 AF) Rawim, krs4
G RRERA, LR _ruBER, BH% &, THR/E .42
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@50 .3%)2-[ (4- FE-1- %) PE1-3-12- Q-HRER- T¥]-
3H- P IE[4,5-b] HL%MP.117.3 T ( fu24125).
RAXBGFAEHET -
-[L(4-FH-1- REX) FEII-02-Q-FHELLEI- %2
H04,5-b] MR (E)-2-TH _RE (1:2)1mp .159.0T ( 4&126).
X HA29
#6.3 BTHA-4-[13-2-ZKEZX)-30- *2H4,5-b] w-2
- ) PRI-1-REZRE. 1TRINEEAHEKR. 150 BAMIHT
BRAGLEZETRALN, EXFERAW. MW TA. AHA
“APRARE AP RINERER, XA, MLWAERE2H
Sft, RAHRPH KPP (75:254kH) R4WER, KR2E—
By, ERARE, BRUGE2-HHPRE. 2HHARY, REALR
ARRA, BRI~ %, NETRAM0.8 4 (10.3%44-113-2-T4&
XTE)-IH- %4 ,5-b] nbR-2- X1 PEI-1-REZR=ERE,
mp.181.4 C( a#127).
9 1kl
41 .8404-113-(2- ZRETE)-3H- %H-14,5-b1Mb%-2-
A1 PEI-1-RELRD00ARIATRRLY, £FE. 28T,
ROBENEEARNER. TWEHARGEE, BUEAN. &
RBH, E2-FRPHRARWHANE)-2-TH-RE. BHi. A
Lf-AERAWES, EHXF&, TRABIT 4(52. 154113
-(2-ZHRE)-3H- %2 H4,5-0] H%-2- ) FE)-1-RELEimp.
159.8 T( faH128).
=9 7.k}
EREMERTH 04 XEAH(10X) & 16.702-[ (4-
FE-1- REX) PHRI-3-2-(FRFEE) ZX1-38- 2 H14 5-b)
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the o200 R PREMRAY, RUEHENES, BUBAN . XX
B, ReUWAEBREENEL. ARRPH-RF RV FHELD (9
5:5 HB) AR, k%L ZAXARK, RRUA-_FERER,
BHEEE, TREANS 844 (46.1%)2-[(4- PX-1- REE) FEI-
- kM4 ,5-b] whvE-3- ZB,mp 89.5C( HLAHWI29).

ATRRRFEEAR (1) LA RRARERE.

XM32

ftAdhd8/80 , - FRE-N- PEAIBEMTREELMAGERE
S8, EXNEBNEEBEHEAC AT (Int Arch Allergy, 13,336
(11958)). sH{L44948/80 FRYGKAWFUEMN WA LARE
IR AL AU FRGHET . RRPRAKEN240 ~
260 g » WEXAANistarBGER, BAQLHE, HRLEVEXHEN
MERE(EK-21 £1 C, AXBE-65 £5%) BXBARATHESY
R 0 RRBAA MR AN (NaCl K0 9%) ABE B, BNERR
BFAMHAH48/80 AEX0.5 mg/kg (0.2 ul/100 ghE) . XA
ERP, £250 AEAFNLEHE, EHFENELAH48/80,4
e, RERTAL2 8. Bk AMMERFWANRBHG PR
whhg. A1) et R A REEDA TXI
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poyy | EARKALAHE/80 IRAE-ED,
mg/kgik &

14 0.01

17 0.04

42 0.02

44 0.005

46 0.02

a7 0.02

74 0.01

76 0.02

17 0.02

79 0.02

93 0.01
105 0.01

110 0.01

111 0.02
120 0.005

125 0.02

126 0.02

FiREDsoblmg/kg RENERAHBM, KFRRULUELANET,



0% RBs WA E htAihds/s0 ERMAT.
REAZATREFAITAENERA THUMARKAL G LD
HEHNBENHALEY.
FAXSRELEAALY "EHa2" A 1)FRR () 4éY,
UL AT 40§05 ek YA RS
L3433
500 4rA.1.E60~0CTHETFOSA2 - £E- ARPISARL
ZBP. RHEN~0TE, WASARZ-, TLHESLERAY.,
BmANLTS0OR SRR FEEERAN2.5 A AR, BHETWA2S
ATTERFERRL B, FEARASOA, HbBEAEF al 40.01
RAT.ARARER, HEANAAERETNAE.
L F 34
#o H4-ZEXPRFEA B4-REXPRARE T4 7 kb,
I A XFABHE, RERI0R2,3-ZRBET -, EHEM200A.1..
W —BREW—BRAHRKEIRN, #A12A1,2,3- FZHE
I A LABT0N A, HRERKL . ARG ABETFTRIEEHETFO0.5
A K A2 wlBETF2 al BETH, AABK2 . AR AKX
1 &3, WAREK, R&20 AHR, REORE, F-K-G 0l )E
0.005 A1, HREAKWFRLKSETHEE.
L35
H204A.1. 68T i EmBRH. 6K 56 RIE 0.8 BK
HRoffHEN 2 REERE—REARHE, B ESANRAWER
1000 EE Y EB K, F1M20.0200A.1 ..
5E #1736
#100 9A.1.. 570 G RBF200 pREKRANTLRE, RE
S o AR RAF 0B R THLAEEM (ol lidon -k 90® )ty
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200 mlAAHME. RERBRSUWENS. TRENLZE, WAL 2
BEFEE (Aricel® W ISREALAHN (Sterotex® ). 2BXLHRA
B, EWEEH,. RAL0,00085H,. F140 0135 H#E4L.

#s5 RTELRE (Ethoced 22 cps® ) 150 nl — R P IAE K
ANORPESSE (Methoce] 60 HG® 75 ul KW ZBEXY, RE
WATS wl ZARKM25al 1,2,3- =M. BiloRZ-M,
HEFIS al —RPRY. HE—BHNW—EEY, BEMA2.S
BHARE. 5 ARLHELERMO20 of REECHEAR
(Opaspray K-1-2109% ) > ZA49K. AuiANKRLY, £6%
NPREF¥EEK,

XEM37

#18 M-REXTFRTEP0.2 R4-BEXTPREMETH0.5
FEMARKE . APE0CTESLE , REMNS BB, 00507 =
B4 RAL.. BERREZER, RXURBERAK, &I A 4R,
200.004 A 1./n] B, BHEHAE(U.S.PXVII P8I, ¥AE
WAE.

kM8

W3 ALETI R2,3-—RET_RK25 al XT-M400 A XK
. WRRETEHN SPAN® YE Rk =M (Nitepsol 5550
W EERZEI00 ) —RBE. WE—RAUSH—EAXLRE,
M RBANROWAEIT~ISTTEAER, #R100 RN, FHAHN
40.0300 44 .
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