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vA B
R', R\Zksbik 5 3bik f -

5 H, C-Cio—dti, C-Co—8AR C-Co—ti, SMEARXHER
HAEMUARE-REBARARNKY; oo Ribfetd il B E-X %
RARRARAKE C-C-2R5e kK, AL t, A PR ey—
ACRFHN. S & 0FTRA; HfeR Ribfe b ih B E-K $ AR
ABRKRERATR, FEAREFEL, ENEARE-RERAHX

10 ABA
E% 2
R'fe R —AeF oAb Ao R R fet i B B -K B BRI ARKE C-
C-3Rg X, AL REIRE, LAFRFH—ACRFHS. 0K
NR" ATERAX,, 4 Rk f:

5 H, C-Ciobtk, CGCo—#HAR C-Co-tXk, EM&EaR

XEXEANGARLE-R S BARKABRKY.

16. 2V —FLFARARTREBIXARL SRR 5L R
BT BRI R (AR E) BB I X Ta g RFA
~RRA-KRCRFTEDAEFRERN THFREERMEESRE . WAE. %

20 YA/ RBRHER. BL, ShER, FREEARK. DK, AR/

KM, HRARKRE., BAMR/SBEHNEHFTEHARLM:
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5

10

30

K F
R'Fe ROZE b2 T30k A ROR YR', HF Y = C-Coo—tx X, Co—Cii—4E4H
E R C-Co—pei, SMAXHERAEYAR LR F AKX AR,
AP R%Af:
H, F, Cl, Br, I, CN, NO:; C—Co—d ik, Co-Co—BEIHH K C-Cim
B, SMEBAIARAMKYARE-R T RAIARKY; 18
Fo R R0 F A B E-K B BRARARABRNKY C-C-2RbXk, 48
FE ik, EFRPH—ACERFH#HS. 0 NR AT, L+ R
V.= I
H, Ci—Cio—htdk, C-Co—#tH AR C-Cio—t ik, CNME A
RAHEGAR L -X FRAIARKY;
FERRFE, eMEHAL-RZBRRGIARNKE;
OR’, OC(O)R’, OC(0)OR’, OC(S)R’, C(O)R’, C(0O)OR’, C(S)R',
C(S)OR’, SR, SR HKS(0)R, EFR'izh:
H, C-Ciu-tuik, CoCi—sEMA R C-Cu-tik, EMEARAX
BN AENARL-REBRIARIRNKE; f0Fe R Tiafe bl &
#-REBRARARKY C-C-ERink, XAEMEGRKE, £
HIR g —AC BT S. 0 X NR AT, R+ RERH:
H, C—Co—3 K, C-Co—#MAR C-Co-BEK, EMEHA
XERABGURE - EBRARRKAKRKY;
to e B, R Fe 6 A B H - B AR R R T IF K
FEIEFA, eMNBAAE-REBRRYGIARAL; K
NR'R'’, C(O)NR'R K S(0:)NR'R', % ROfe R4 IR 330k A :
H, C—Cu-ktik, CoCou—#MAR C-Cu-telk, EMEARAX
BREENARE-R S BRRIABNKY,; afeR Riafoth il &
#-REBRRKXABRKY C-C-EA, XREMMEHERE, £
PRSP —ACRFHS. 0K NR"ATERAR, HFR'EAH:
H, C—Cio—dt3k, C-Co—8Em AR C-Cobik, €MN&aA
FHARALB/NARE-K BRI ARARY;
£, Fa R, AR F b A B E - S BRARR R A B AF K
FEREFE, BMNEARAL-RZ BRAHRARIRNAN;
E¥ 3

17
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R* Fo RY —&2 Y A fn 3, RAGA0 69 A B $ -, B AR KA BRA
Co—Cr—3 bt ik, RAAEG LK, LR FHG—ACERFHKS.
0 NR"ATERAK, HL¥R'tAH:
H, C—Coo—dt, C-Co-#W AR C-Co-Bik, EMiat
BB EEYUAR LR E BARRARNKE;
EW 2
R' fo R’ —AH R -CH=CH-CH=CH-, R A R BELKZTIAZ
¥-X % BAR,
Xi&f:
H, F, C1, Br, I, CF:, 0-S(0.)—CcH:~pCHs;, OR"” & O0C(0)R",
AP Rk f:
H; C-Ciodtik, CoCo—#MA SR C-Coteik, EMEARKX
BRABHARL-REBAIABRKE; 0 FTiofet)h R
- ZBARARKY C-C-FKRi, REMEHLKREL, £
FIHRFE—A CRTFTHN. S K0 ATERA;
48,7 R A Fe b VA R B - B AR ARG T X
FREIRFA, EMEAAE-REBRARGIARNK;
B
RSB AL X, LXK la, NEKRFALEHKRTFBIARXKRT
B 58 & -F C X i8] mx R4 ;
VAR
R', R'flsbts s ibik f:
H C-Co—di, C-Co8EHEAR O-Coril, M2 XEEX
HENARE-R B BARABRNKY,; R R0 ARE-R 2
BRARRKARMRY C-C-3I0 i, REMEHRIEL, LFRPH—
A CRFHN. SR O0FTERK; fafeR R F e oA R E - BRAKR
ABRAREREF R, FAIEFTE, EMNEAAE-RERAHX
ABA A
KA
R o R —e T A Ao R R A0 Fo 69 ih B F - B AR A IR Com
C-3Rit ik, RFAAMEGRFAE, LFHRPG—ACRFHS. 0K
NR" FFERAX, H 4 R7EH:

18
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H, Cl—Clo—‘*}}nﬁ, CZ—CIO_%%EEX Cz—Clo—ﬁt;E, r;b"fl]§a)%
XERBHAABRE-R B RAIARKY.
17. HRERANZRIS R 16 Z—AR, AFEZALBX ] fo 1a

th
5
R1
R2
X
.l
o) R3

I la

PR Rk 55 ab,

R' =R, £+ Rkh:
H, F, C1, Br, I, CHF., CFs, NO:, NH:;; C—Ce~d2 & K C—Cim
10 K, EMEARIBRABGUAR L -3 2 AN R ARK
8 RARABRAHFE; OR), COOR X SR, ¥ Rikf:
0, REARAHEURE-HERARKRKHY C-C~RA; &%
i#% H, CF:& CH,
A S(0)NR'R”, AP R A R kpbIk 2k G -
15 H, ZEARXABURL-R B BHARKRARY C-C—i 4
EPHs4kik Rl = RS, HFMRS&kH:
H, F, Cl, OH, CHs, C.Hs, C:Hs, CHF:, CF;, SCHs;, OCF:, OCH;,
0C:Hs, C(0)OCH: 2% C(0)0C.Hs, R F K,
F/RR =R, HdFRiLhH:
20 H, F, Cl, Br, I, SCH;; C~Co—k &, C-C~8t A, ©M%&
ARXAMRABGARE-H S AKX, 4£ik CFs; OR,
AF R AHAXBRAEARE-K S BRAXARKHY C-C—5
3, ik CHs;
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Fa/HR R Fe REARREEGSL, HHF R 5 R —&£HR-CH=CH-
CH=CH-, P HRMERLREZTUAREL-RZ R, HKikE A
F.OC—BAXR CREARK (X FEEARKETAELAR
RO RERFZBRAY) , #7524 0CH: IR,

5 Fa/H Xk f:
H, F, Cl, OH, CFs, 0-S(0.)—C:H.—pCH:3 0C(0O)R’, £ F R =
H; C-Co— AR C—C—af A, EMEARIBRABRUARE-

K % BA G R AR
#.# H, F, Cl, OH, 0-S(0:)-CdH:—pCHs3% OC(O)R', HF R =
10 C-Co—tt 2, 4k CH:, 452 H & OH;
EW¥ 3

RSB ASX, X 1o, MERETF A SERT B ZERAK
BT BEBETF C 20 HAR4EE;
Fo /X R Ao RO AR SbAE 5 3k A -
15 XERABUARL-R S BARGRABRKEY C-CK, Kk
CHs;
RA
RO Fe R —R B &R C-C ik, LYo Rioftgh B E-K
2 AR R AR,
20 /X R, R X, R /KRR BAINERFNZRF LG EXZ—.
18. MREAAAZBR ISR 16 Z—0HE, L AERENE ) —FF
RO THHEBRYAREARETHIHBRARE (A 2ER
) BXGATR-RXA-RTRITEDEAHERLESY:
c SN - -4 FRAFTRA-I-FA-I-CG-FAA-XK)-KT
25 B,
SN[ FRAFTE-I-C-FARAA-XK)-KIF],
- SRR -4 FRATFA-3-G-FARA-XK)-KIF],
AN R- - FRETFE-3-CG-FXA-XR)-KT#W],
- H#R-R - FRATFTEA-3-C-FA-FP)-FKTW], K
30 - 4-—FRAFTRA-I-C-FEE-XX)-KT-1-HM¥,
CA-ZFRAFTR-3-RKE-RT-2-H 8
4 WRAFRA-I-C-FA-FR)-KT-2-%E;

20
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SR R AT RA TR -3-FRA-F T,
M B R -4- =W RBA FA-3-F AT,
A FRRAFTR-I-U-FRE-FXR) -HT-2-%8W;
A-ZFREFR-3-R-1- K- T2
50 - HER-R- - FREFTE--BFA-3-RA-2- A -KTW;
SRR A P RA FR-3-G-8-FK) KT,
SRR -A- — FRA FTE-3-C-R-FE) -FKTW;
MR- T RE TR Q-FAEA-XR)-K TR,
MR- A FREFE-I-AA-I-(6-FARA-E-2-X)-Ka
10 B,
AP RAEFTE-I-(6-FRA-F-2-K) -T2 8;
C MR- 3-BR R4 R AT RA T A-3- B A-FK TR,
3G RTRA-ER) A FRAFTEA-FT-2-45M;
4 FREFR-I-G-R-F L) -HK T-2-%8;
15 - 3-G,4-—Rf-XRK)4-—FREFE-KT-2-%M;
A FRAFRA-3-(4-R-FKXL)-RT-2-%8;
AP REFTRE-I-U-ZRFTEA-FR) - T-2-% M,
- 3-(3, 5= R -ERR) A FREAFRA-RT-2-4580;
" 3-(3, 5= R-ER) A FREAFTRA-KT-2- 58,
20 - SMHA--3-(3, 5= R-ER) 4 —FRAFA-3-BA-KTE,

21
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RYRX-XA-KTW4TE D

AERAFERAFRA-XEA-KTMITADURCNAHEFT X, B

5 RRFRA-FEA-ROWMTAEADEFN ST EHABLAARCLERTR-X
A-RTWTEDGHH,

M 2R AR IR A R Y ““ﬁﬁl‘ﬁ'%"‘?ﬁibﬁ% AW FARE BT &
FETHFHAA K RAEFREEAFREERGEART X, Xfk
\‘J«é‘ﬁﬁ%%vﬁ'giﬁiiﬁﬂé’\kfﬁgé@ﬁﬁ)ﬁ% AR O R

0 MBFHGEARZEABARFTOERAMAZEFLRIELTTX X,

TG R DR oDk T EARBELAR T O TAH
. fad T i altER, flleetRps. Xk, 488, @5, LA,
it AR, REFEERAZTERS. BAREFHNGEL
TGHEEFT (Bl RFHORLTAL) TRRKPIBERN ZHEM EMN

15 (Goodman, Gilman, The Pharmacological Basis of Therapeutics,
Pergamon Press, New York 1990). 33}, SN ALER (HHZ
AEEBHER) B ERKER

AR LA - (IRS, 2RS) -2-[(Z=FARHE) FA]-1-G-FAX
R KRB ERE - R KL TTEEROLEETH. ETR

20 AZRAGHERAGEBET EARERGLE, BAZ—FRALSHES
st AR AERWHMER BEAM A #H R e S 34EMA (J. Pharmacol.
Exptl. Ther. 267, 331 (1993)), ¥ I kéystmeikd A v &R ARf
P at kAR A 548 %4 A (J. Pharmacol. Exp. Ther. 260, 275
(1992)). RA#, WEHERMHERALER A .

25 BRARGATEA-XE-RTRTEHF & T DE 195 25 13741
(Grinenthal GmbH) A, #Hl it HAEZLE HTH 35 198 30 105. 7-44
(Grunenthal GmbH) ¥, R, XIbLAHHEA S RITAR, TEEMAKHKE
B E ALY, RBLREAARER,

AEXPHEAREGARBEFRRNR LETIETRAOHR

30 o HiX )R g S B AT RIKGIER, FleE.s, Rek, mﬁirst‘
of R I H] RARAE

X—HHRAAGATRA-REA-KRIFTEDER. KELAH

22
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SR T LI RAR A XA RFEBRREEE TR HE
R (BFAAERE) KXY AX TR la YRTFER-FKE-FTMH
A

£+
R'Ae RO AR I3k A ROR YR', EF Y = C—Co-t2k, C-Ci—8
AR C-Cobt, SMAIHRRAB/YURE-R $ BRARR AKX,
P RER:
10 H, F, Cl1, Br, I, CN, NO:; C—Co—dt A, C-Co—fM R XK C—Ci-
BE, SNEARAIBARABYURE-X EBRRIARNKY; 14
Fo R AT G A B - B ABRAKE C-C-3RteR, K40
BERTE, APRFH—ANCRFHS. 0 % N ERA, L+ R
%A
5 H, C—Cio—ktk, C—Cio—BEH AR C-Cio-Be ik, €M ARALE
RABG AR L - F RS KRIRAR
FRAIREFE, EMNEHRE-REBRAKGIARNKY;
OR’, OC(0)R’, OC(0)OR’, OC(S)R’, C(0O)R’, C(0)OR", C(S)R,
C(S)OR’, SR’, S(OR' X SOIR', AP+ R &AH:
20 H, C—Cu—dtik, C-Ci—aEHAR C-Co—bek, EM3ARIH
RABYARE-K S BRI ABRNKG; fo R Riofe b h R H -
R EBARARKY C-C-3RmK, REMEHRFTK, LFIK
P —ACRF#HS. ORNRBRAK, AFR‘A:

23
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H, Ci—Cio—dtik, C-Cio—#M AR C-Co-i, EMEARA
IHRRAEGARE-R F BRI AN,
o Fe R AR Fo b A B B - K B MR ABRK AT E;
FRARFA, EMNEAAE-REBRAHIARKY; XK
5 NR'R', C(O)NR'R" 3 S(0)NR'R'", 3% ROFo R4k tik 5 ik f :
H, Ci—Co—dtiK, CoCo2HR R C—Cou—beik, SMEARLE
RAZHGURE-H S BARIABAY; Hofe R R Fetgh R H -
R EBRARARKL C-C-3Rbik, REMEHRIKL, LK
T —ACRFH#,S. 0K NR"ERA, P R"itf:
H, C—Cio—tei, C-Co—8EMR K C-Co-bki, €ME&AE
IR ABYARE-R BRI ARNK;
tofo R Rrefa b il R E-R S BRARIARNK G AT XK,
FRIEFE, EMEHAL-XZRARHYIARNKY;
E% 2
5 R'Fa R —Ae T B AGFu K A A0 A0 89 A R - % AR AR
8 GGk, XAMEGRAL, AFRIe—ACR
FAS. 03 NRVATEAR, R+ RVEH:
H, C-Co—$t3k, C-Cio—#MHRER C-Cit i, &
AR X ERAEGARE-R I RARARKN;
20 E% 3
R' #= R* —AH R ~CH=CH-CH=CH-, E ¥ B ROEEKEZTAL
¥-% % BARY,
Xiz §f:
H, F, C1, Br, I, CF;, 0-S(0:)-CsH:—pCH;, OR"” & OC(0)R",
25 HAFR#A:
H; Ci-Cio—$tE, C-Co#WHEAX C-Co-BE, €eMEAAL
HALANURE-RZBRARIKARNKE; tofo R Ti05 8904
BF-H 5 BRAKXARKE C—C—-ieit, XA TG LEK
X, PP H—ACEFHN SR O0FERK;
30 toFe X R4 Fe 6 A BB -K % AR R AR BT K,
FREIEFL, NS ALE-XF RN R ARNKE;
EX 2

24
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RS H AL X, LK Ta, WNEKETF A 5HET B Z W R
BT BEHERTF CZ M RRE;

VAR

R, RZksbizSsbik f:

5 I, Ci—Cu—%t, Co—Co—4E R C—Cio— B, Pb"fl]*&é])%ié‘iéx
HAEHUARE-RZBRARRKABNKY; ofeR Tofet) AR E-R 3
BARRABRNKY C-C-br ik, RFAMEGRFL, Ay Pey—
ACRFHN. S K O0ARK; ofeX Riafd AE-X $ERAKL
BRRGEAFE, FAIXIEFE, ENEARFE-REBRAGRE

10 BARH;

E¥ 3
R'#e R —R B RAGF R R F g B - 3 RARKABRAE C—
CERie i, REMEGRAE, AFPHRFH—ACRTFHMS. 0
NR"PFERAX, R4 R ik h:
15 H, C—Cio—ttik, Co-Com#HER C-Co-k i, EMNEHL
XEREENARE-REBRARABRNKY.

F—F @, REXAFRER:

- XAy, R X=0H, R'=H, R'f=R' = CH;, R R' A R,
20 Fd& R =0R", ¥ R =H, CH SKRIRMAREG IR

ok, e R R AL, XE R = 0CO)O0R, £+ R =C—-Cs-

A, XFR =0COR, XFR = Cs—xi, N-CH-C -}

&£, CH~0C(0) Cis—t5 2, CH—CH-N(Ci-—$t2)r, Celli—CH.— (N-

4—vBukX) & CHZ'-NHZ", R+ 2’5 Z"AHRAXKF, HH&H H
25 A Ci-—hp ik,

- RiX S, EX=I, REBX la AR FALEKRTB

ZEHERREE, V=1, AR =C- X, FEX Kk,

B R A H, CoomARE, 0-Co—RRA, 0-FHAR0-FFKK.

30 (FmE. BEA. BARKERAUR “HEMETK” , £F

HRE “BREH” ERAEP LTI PEERHZINAA4EF. Cl. Br.
I. NH:. SHRX OHEAK, SR ABAEEBARBETR AR R

25
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T EHRBRAR—RALGAA, vl —%RFERK=ZK, 4 CF
HER, RELERFHIEERKRZK, #]4-CH(OH) -CH=CH-CHC1,-#)
W

mH, —C(0)-%&F:

X R A& R F-C(S) —&-S (0) —F=—S (0:) -
ERAZRALETXF, KiE “C-C-5iE” R “C-Coit” 8%k
TERHIESRIOAKARTHRE., TRANEZHAFTR. ZE. &
10 A, FAA. ETHE. ATHEA. T4, ERKE. #iAA. ETE.
EER. EFR. EFRRERLE.
AEREZRALTXP, KiE “C-Co A" 74K 1-18 A BHERF
HER, TRENGEMHATE, T, L. FRA. ETHR. #T
A, B&RTHE. EAR. AL, ETE. TR, ETR. EER.
15 EFrk. EEER. EXK. E-+—M%. E-+ =8, E-+=Z8. E-
+wikk, E-+EAK, E-+5K, E-+FLBEXE-TAR, SMNE4
BARGRER L RAN.
ARAEBHETFTIF, KiE “C-CoEEHEL” R “C-Co-Bt” &K
“C-Co—BEH AR & “C-Co—RIK” SRR TAR 2-8 A 2-18 A
20 RFHABRE, TREWVEWAAKA. THE. RFA. THEA. £
WEAXFHE, EMEARABRRGRE-R SN, FARL.
TR, RBE. THE. BRARXFRE, EMNEHARRRGK
¥-R % BAKY.
EREZPAEFTIFR, RiE “C-C-HRL” AT4H 3I-7T ARRA
25 FHHRB, TRENTEFFIFAA. FTEA. KEXA. KA. XA
A KTHARKEHE, SMARRREF L RRR M X E
KREBRKY., ERLXALTXP, “HMEHHEIEL SHEBAHZIRK
b AEBRFHS. 0K NRKRH CG-C-Hmk., HTRAEMYTH A0
St . . BLARER. KRR WA K.
30 EARAXPAETLE, RiE “FR RFREREL.
EREXRAEFTXF, KiEF “BEFE ATFHEY C-Co-BRE
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BRGFE, REFEAFRAEFLEAARASN. EERAAY, TH
A RAEFRA.
EREAEFTF, RiE “FFK” 2T 5-% 6-AFT#AESH,
CMTIELREABAERLE, FHAR —AXHAN LA R Bfe/3HR
S O WMERT. EAAAY, TRAGEZH Arkvdh. E% . g, oz,
L. Euk. ek, Bk SR cEeek,
hFEA RAFAKETERT, ERALXPBLETFXY, £-RER
REZBHFZTHRERE—ARSEANTRRT L4 F. Cl. Br. I. NH.
SH. OH. CF;; #-% 3 BRAMRABRNKY C-C-tuih. C-CosRX.
10 Co—Co—g M 2. GG RFE (FARAERL) RN
ERAEPETXY, KiZF “5AR L TR GHBERGE” L2
BARXTRZGERNADEAR ETRZHENRANRY RY
%, HANRLEATFAF/LECHAGIHHEATES o, FHLLHE
BR 3.
15 ARERALA, AHEX I X la HAFEA-XA-KTWITLEY
v, R =R, PR &AH:
H, F, Cl1, Br, I, CHF:, CFi, NO:, NH:;; Ci—Co-bt# & C.—Cim
HIEX, EMEARAIBRABYARE-R S BRAHNARNK
#, BRARABRAGFL, OR), COOOR' XK SR, X+ Ri&LA:
20 H; ABREHUAR L - BASIARRNKRN C-Codti; ik 1,
CF; & CH,
R SO)INRRY, A R AR b IES Rk f:
H; ZH/RABEURE-RZBRARKARKRE C-Cobn i ;
AR Rk Rl = RS, AP #RIEAH:
25 H, F, Cl, OH, CH:, C.Hs, C.Hs, CHF:, CF;, SCH:, OCF:, OCH;,
0C:Hs, C(0)0CH:;, C(0)0C.Hs K FK,
MR X, RARRNEAEHFLHEHESNZ—.
REALA, A —FHREHXNT X Ta AT E-RKA-RTERAT
A, R =R, ZFR&H:
30 H, F, C1, Br, I, SCH;; C—-C—duk, C.-C—8%E, €MEA
RIS ABAOURE-K I BRARRARNKEY, ik CF; OR), X
FREHIBREEARLE-R S BRI ARNKY C-CtX, £
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1% CH;
MR, X. RFRUNEA LHFOHEHEAZ—.

BRTEALA, A —FHRAGX T R Ta GRFEA-FE-KTHFH
A, R FREHFREAL, & R' S5 R —&2H K-CH=CH-CH=CH-,

5 AT HRGEREZTAME-K SRR, LB K. 0C ik

K Co—BARNK (HF 5 HmABRARETAZE KRB L RS RAK
&) 5 4F 5 24K OCH: BAX,,

BEALY, ERAHAKRENX TR Ja HRFE-FXE-KTRITA
Wb, Xt h:

10 H, F, C1, OH, CF;, 0-S (02) —C5H4—pCH3§X 0C (0) R7, -ft—‘l’ R’ = H;
iﬁﬂﬁﬁy}a$_i§&4&éﬁ§h*k'{k% CI—CA—%géi Co—Ci—
=3P M

#i%& H, F, Cl, OH, 0-S(0.)-C:H.—pCH:%& OC(0)R’, ¥ R’ =
Ci—Co—tik, ik CH:, #3512 H X OH;
5 E¥ 3
R LM AL X, WX la, MEARFAEERTFBIRXKRT
B 58 R-F CZ A R W4E;
MR, R, PRRNEAFEGFLELGHEXZ—.
AREXLA, Af—FHX I X Ia WAFTRA-XL-KTWRTLEY
20
R'Fe RO ZESbdE 5 bt f LR A4 AR B - 2 ARG R ARNKY
C—-C—$tik, 4Lk CHs,
ER 2
R' Ao R' —RF Ri0Ffe X Fiofm el RE-X 2 RARHRARNKY
25 C-Cr R ik,
R, XML EaToZXHaselz—.
AEPAXRBTHEAL A LB FERHEY X Ta XA F X=08X
I BATRA-FXA-KOWRFTEDGYTE, PEZE TR IIAEHE
R (REER., TRILE) RA:

28
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A EAFRRCEAERAAEGAN, RVEFS R ABEHEX, R
EAERMBEHAIAZRR EFRIBEHSL. X la THRE %L
WAL, REFABEALEFLRARERL T X=X I &4,
5 BB AL, AAbiE R R B BRI E M R L 6 40 R 4eE LR
HETBRTEER C-C—mABEY, F01 - 10 EEAM/HK 20C-80T
8RB T AT,
AEPALRBTHEAL PN BCEHAEATHEP X2 HXNT A
FE-XEX-KTWRTEHN X, WAEOIC - SCREETHKX 1T 4E
10 HEE (KL, TRITLE) R

R18

]
Adp bR RCEFE RAAEHASL, REAS R HAEHAYL, R

AALRMEHEXAR R LA VA4, P X=00 LR -R"
15 HELRTHX I 2HRETUEAL T HitiTebib, R #HATH—F

29
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B, WwRBWHTHHAAHXAF, Cl, Br, [ 3 CFeidd, T
AR FaZr ik X Pty OH X H 444 F X Cl K Br K [ X CF:. o
REHRTHHEAHEFY X H RY (HAF RPEALBFEEZLHGAN)
s, TR TAKX III g4bhBii X Arrey O LA -
5 RC1
111
Ad RVEFEMT RSN, wRESR AL ALY X H 0-
S(0:) ~CcHo—CH: % 0C(O)R"” (EF RUEH L &HF &2 L5430 ty4bs
B, TR TEAKX IVERK C1-S(0.) -CH.~CH: B4k X A7 4 OH &
0 H:
R*COC1
IV
AP RUEHAEMTFR G, REHLLTY,
AEXPALERB/T ERFRFX 11 RS FTE. EaFEkd,
15 3,3-—WH-1,5-—&FEE[5 5]+ —k-8-8:

0
o l
\’;/O
BAEX VO EEREE X 58X VI B A:

R o 1516 NH
CHZ—-N\R16 cl RI°R Rﬂ_@
v4

v vi vii

Wi, APREAERMHEHS, ROEA R 4L,
BT EFINZRFBRRAREEXN VII A4 EASHAE-TOC
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F60CHBRETRAE, £¥ 7&K %&MgCl, MgBr, Mgl %42, ALt

BrE RVERA R MESX AR R B R AHELSN. ZRAM A YK

MIBEN A TRR WA k. HX VI BF IR H G BT AL A

R Aok (entraining reagent) K Fi#t4T. R4EM ¥
507, ik 1,2-—2 kK.

Ff ZARAMgCL, MgBr R Mgl 69X VII & A o T BNT 3
LWiF, b TaaX VIII g4 m41&, AFX VI s
ey AKRECL, BrRl, #Hw LA R EAR GAEASAN, @
RETEA RP A8 A L. 72 KA Ll X VII A M4ZEH T 1A

10 #WiTHF AKEC] BrR IR VI Gl S5 eiETRE/TRE
WA K 4 R R AT

o
A

Vit

EREREFAHT OH. SH o N RATHRASLXEFRFEHIR
15 FH. HRBERARP AL LKA RY, REFENLGFHTT
A NO KA, FHAMMTHRE—FTRAETRERP R, XFLER
NO: A ), Kb B obif 484t T sty Lk sk, AP AKX T1-VII, &
BAEE &G VIIT 8 RV-R" %, £ 0 —A 0H A H 4% 0Si (Ph) . R T ARH
B, 24 —A SHARMK S-2F-FARAAFARKA/XE) —AMNL X
20 M4k NO AEEBRR, HHEAFEETHRE RZ AL T HENLIA,
AR TRRAMEADG AR SPEREE Y —A 0Si (Ph).THAXHA,
Fo/REV—AN-FAREAFALAAL LK (RRAKRM) BE, Fo/
REV—ANOEZE R A NLKH.
W, RBIARRREAAEMERALFHGELEEE TRARR
25 ZHy, BRARBZRALTERGTRALE, MEALRARTRERZE
{e. 75 540 Z 3T ) ) KOH 5% X NaOH BB A FEE ST F 40C-60T T KM
WA FY., REAAEARTERET —Fadty bt ik, AV ALHER
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B RERZ G AR T WL Z i, FFH E YV —A C(0)OCH;,
0C (0) OCH: F= /3% C(S) OCH: A H #3242 > 4 A KOH iE & N NaOH ZR A
FE R F 40T — 60C F kKA,

AR FRPFI SR LE MBI EETEHL.,

5 KIKIa o TRAAGRC I ZEMAEE ETHRIH
BREAL AT, XMoo, S8, BB, THR. T&.
B, Fm. KB, BLER. AR, FLR. LK. HER. 5
ABFe/ R EKARBR., RHHARALELEZRNFHAT, - F A, THK
WAB. ARA/R 2-TH. ZTEARBR/ KERFEHNETHELR

o 3.

AEPHRTRA-FEA-KOWMTEADRFEFLLY, BREMN
EARERBTHEHEFRILES.

ALAENERET %4, Lok E D —Fr ol st sik o
KB XABRFEBRI AR ETHSOBRE RGOS (Fa2H8mE)

15 BXAEGEX I X la HRAFE-XEA-KTLRTLEDEAHFT LS
W

HF
20 RAR kIt R IR, B+ Y = C-Coduik, C-Co—&MH
EX CCoii, EMAIBRAB/YUARL-X E RARARNY,
EPRZAH:
H, F, Cl, Br, I, CN, NO;; Ci—Ce—dt3, Ci—Ci—4E 3 K C~Cim
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A, EMEAAIAIAB/YOURLE-F 2 RAIARKY; 4
Fo R Ao Fo b A R F-R 2 BARARKY C-C-Ri, i
M RER, EFRFEG—A CEFH4H S. 05 NRERAK, H+ R
wH:
5 H, C—Co—ptdk, C-Cro AR C-Co-btih, SMEARIE
RABG AR L - AR KRN
FREIARFR, EMNBARAE-REBRAHRARAKN;
OR’, OC(0)R’, 0OC(0)OR’, OC(S)R’, C(O)R’, C(0)OR', C(S)R’,
C(S)OR’, SR', S(OIR' % S(0)R', HF R & fH:
10 H, C-Cu—3ti, CoCo#EMHER C-Co—tk, EMEARELE
REEGARE-REZRARKKBRNE; HoFe R R b LB F
R EBARRABAY CG-C-Fiuk, RAMEHLERL, £FK
TH—ACERTH#HS. O RNERK, £+ R&H:
H, C—Ci—$tdK, C—Co—8 AR C-Coti, €MEARZ
15 XA A ARE-F 3 RARRARAK;
teAe R A0 Fo b A R F - F BRAR RGBT K,
FRERIRFTE, EMNEARAL-RZBRARAIARKY; X
NR'R', C(O)NR'R' & S(0:)NR'R”, o RO R K333 Hik -
H, C—Cu—dti8, CoCi—8MRA R C-C— ik, EME&aR-RE
20 REENURF-R Z BRARRKRNKYEY; 10Fa R R0 by ih B3~
R EBARRABAN CG-C-Rk, KEMEHLRE, £+3K
e —ACHR TS, ORNR'BRAK, EFR'ith:
H, C—Cio-%%, C—Co—4tH A K CO-Co—Bk, SMEAR
XERABARE-F R ARKG;
25 toFa X RIaF )L B F - E MRS ARG A TR
FREIEFR, EMEHREE-RZRAH AR
e
R*fa R —A2 T AR A8 R A0 A 69 A B -, B IR R R BRAR B
Co—Cr2Ru ik, RAMBERIENX, LPHRFI—A CRTFH S,
30 0% NR" AFERAX, HF R7iLA:
H, CI_CIO_%iy CI*CID—%)%EEX Cl—Clo—ﬁ&)Et, Pb"ﬂ]%é]}%
RERAEGURE - F RAIARNKY;
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K&
R' = R* —RM K-CH=CH-CH=CH-, HFFiHROGBEEKRETUE
¥ -REBAY,
Xiz B:
5 H, F, C1, Br, I, CF;, 0-S(0.)-CsH:—pCH;, OR'' 2% OC(0)R",
APy R"% A
H; Ci—Cio—dm, C—Cio—BMW AR C-Co-t i, EMEAHALH
REAEGURE-R S BRI ARKAE; toFo 3 R 6 vd R $E-
HEBRARARABRARY C-C-3RE, AT LKA, LK
10 FE —ACRFHN. S K0 AFIRAK;
taFo X A0 A A R - B IRARKRK A EF K
FRARFTR, EMNEARAE-HERAHRARKY;
E% 3
I RS HAAX, LK la, MERTFALEHKRTFBIRAIXKRT
15 B 58 R -F C |8 s 42 ;
VA B
R, RZRbIE 5 3bik f -
H, Ci—Cio—dtk, Co-Cro—#H R R C-Co—e i, BMNEHRIESR
BEEGABRE-REBRARABRNKY; iR Tibft) AR E-R 3
20 BARKARNKY C-C-3Fin ik, RAMEHETE, LV be—
AN CRFHN. S X0 FTERA; 4o R0 A6 A BB - 5 IR K
ARRKREAFTE;, FAXRFTE, €L aR2E-H 3 RAH X
KA 4 ;
E¥ 3
25 R Fo R — R RIOF R FA0F b L B - R B AR ABRAKE Ci-
C-FiX, XAMEHRARX, AFHRFH—ACHRF#HS. 0K
NR“PTBAAK, HdREA:
H, C—Co—ttik, CCo—8EHR K C-Co-trEK, EMEAHE
XERABROURE - EBRARAIARNKL.

Rkt A XL, LFaEE) —HEX T X la A TE-X
A- WA
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Rl
RZ
X
N/R4
I
0 R3
| la
4, b
R' =R, ¥R iktH:
5 H, F, C1, Br, I, CHF., CFs;, NO., NH.; Ci—-Ca—bu & C.—Ci—
A, EMEARAIBRAEHAR LR EBRAERARK
0, RARXABRNKEGFE, OR, C(OOR' = SR, L+ RikA:
H; i‘éﬁu.ﬁfév}l&ﬁ—iﬁﬁxﬁiiﬁxﬁ% Ci—C—trk; £
i H, CF:2 CH:,
10 R SO)NR'RY, & R F R4k sbdh 53k f :

H, X HERAEARE-F S BRAIARKY C-CImK;
Hh AR Rl = RS, R ¥RSA:
H, F, Cl, OH, CHs, C.H:, C.H:, CHF., CFs, SCH:, OCF:, OCH;,
0C:Hs, C(0)O0CH: 3 C(0)0C.H:, HEX,
Fo/ZR =R, HFR#ZEH:

H, F, Cl1, Br, I,

SCH3; CrCrﬂfﬂi&, Cz—Ca—%%ga Pb"ﬂ]%

ARIERAEGARL-RERKIARRKY, ik CFs; OR,
A g XBARAB/UARL-X S RRIARRY C-C—3

)E, 'ff[,ii CH3;

F/E R A R BERRAHEL, 5% R 5 R —fH K-CH=CH-
CH=CH-, Lo Pl MM EIRE TR E-% 3 BKM, HAHE
£. 0C—BER CoRABK (8 BARKLTIR AR
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R RER S BAE) , 455 A4 OCH: B4R,
Fa/X Xk B :
H, F, CI, OH, CFs;, 0-S(0.)-CiH:~pCH:8, OC(0O)R’, X F R' =
H; C-Co—be KK Co-Co-8Mk, EME ORI MRAHARE-
5 K % B R AN
#it H, F, Cl, OH, 0-S(0,)-CsH.—pCH:% OC(O)R’, HF R’ =
Ci—C—%t i, 4kik CH:, 45512 0 & OH;
KA
Je AW ARA X, LXK Ta, MERTF A HHERT BIRRER
10 F B H5BREF C X8 i 42 ;
Fa/X R Ao R gt 5 ik -
XHRABARE-K S BRARGRABRNKY C-CmE, K&
CHs;
E¥ 3
15 R R —RH K C-CHRRE, A RFRRATGURE-RZ
BAX 89 2 AR BRAR T
Fa/HXR', R, X, VA/RRNEFLEHFLEXHSAZI—.

RERAHKANKAGHHOLE ) —FHAA THHERIGEE

20 EE e (FARERE) BAHRFTE-XE-KTHT

& WA A E RS

MR -R-A-—FREAFA--2A--CG-FRAE-XIH)-KT
A1,

N A -[A-—FRAFTA-I-CG-FAL-XK)-FKTW],

25 - SN #E-R-A-—FRAFTA-I-CG-FARE-XX)-HKIM],
SRR FREAFTE-3-CG-FRX-FXK) - I#],
M- R A FRAFTA-3-G-£EA-FL)-KTMA], X
A FREFR-I-C-FARA-FXL)-RT-2-H8,

4 FREFE-I-RA-KT-2-H;

30 - 4-—FRAFA-I-G-£A-FXR)-KT-2-%8F;

SRR AT RR T R-I-RKA-KLE;
- SRR A-—FRRFTA-I-FA-KTW;
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A FRRA TR -I-U-FRE-XR)-HKT-2-HF;
AP RAEFTRE-3-K 2R - ET-2-H R
AR AP RAFR-3-R-3-R--R KT,
NI AR-R 4 FRE T A-3-(3-F-F ) R e,
5 - MR- FRAFA-3-CG-RA-XL) -HKTmw;
C MR- A FRAFRA-3-FR3-Q-FAR-EXR)-Ka8;
PR FRAFTR--LA-3-(6-FARAEA-E-2-H)-KT
BF
CA- R FR-3-(6-FARE-F-2-R)-HT-2-%8;
10 - SPIHAENA-3-BER-4- K- 4-—FRAFTE-I-LX-KTW;
3G RFA-FR) A —TFREATEA-KT-2-% 8,
A FREFTE-I-CG-R-ER) - T-2-H
3G A ZR-ER) 4T RRA TR -T2 0;
cA-—FRAFTE-I-(4-A-FKRL) KT -2- B
15 - 4A-—FRAFHE-3-U-=ZR/AFE-XR)-;LE-2-%8;
3=, 5= R-ER) A FRAFTA-HT-2-% W,
“3-(3, 5= R-ER) 4-—FRRAFE-KT-2-%M;
C R -3-B, 5 R-ER) A-—FRATRA-I-FR-KTM.
AERABHRTLEV —FHATEA-XEA-KTWMTLEHI, &£
20 AHEAAR. A, ER. HBN. FEANF/RBER, FETRLE
FAR. BARRTH Guices) ARAHHARRUBREAN. A, A
. AL REN . FERARFANSOFALAEYHN VAKX LA. A
B R AL R ENEERATEHRET R, 20, BHFI. #ik
M. BEA. KA. LA, A, 28, AMRAEREFER (Flte
25 ATREBK. BEXREAREILE. AH. &AM, KREMN. BFEA.
AR RAAABERMNH X HRNRELS O RLE, gk, BFRk.
HEATHHRMNAFEANNELSERELY. HERLBFEALY,
AEPRAFE-ELA-KRTMTADYERBEHBXRABAEX (£ F
g A RERFN ) , REENERLHHN. TUAORIELL
30 HWHIAHXRBALR T XEXRTFEA-FEA-KTWMyTEd. 2F
BEHERMVOYH EREZRE. 285X, ARERESERE
mE., BFLTFS0-500ng/kg I EF—FHRATFTEA-EEA-KTWTL

37



00819266. 9 oM P FE17/34m

.

APA-FEA-LTMITEBEER FEMGET, Bk, ALH
RRBETEY —FALFRAEASIAT A XUXRHFBEZREALE L
Tt B RGE (A2 ERL)BXALEHEX TR a AT

5 A-XEA-HRURMADENEGRA TEAEARGEMTHGER:

2
RFe ROt ROK YR, P Y = C-Cotik, CCio—&t
10 KX CGCo i, SMAXMRAENHRARL-KZRARKBNKH,
AP RZAH:
H, F, C1, Br, I, CN, NO:; Ci—Ci—%tik, Co-Co—4Eth R K C—Com
A, CMNEHRAIBIAEYURE-R I RARABRKY; 18
Fa R FRAeFo b h B F - $ BRARRARAKY C-C-3Rbuik, R3t4e
5 ek, AP Pag—ACRF4#S. 03 NVIRAK, HF R
7.2
H, Ci—Cio—btdk, C-Cio—8M AR C-Co-tek, EMEAHALHM
RAEH AR E-R B BARARKE;
FRIEFTE, EMNEHZAE-RE BN ARNKY;
20 OR’, OC(0)R’, OC(0)OR’, OC(S)R’, C(O)R’, C(0)OR', C(S)R,
C(S)OR’, SR, S(O)R"& S(0)R', L ¥ R'ikh:
H, Ci—Cis—dtik, C-Cr—8MHAR C-Cu—e3k, EMB3 A HE
KA AR E-R B BARIARNKE; Wofe X F10A 690 R $ -
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REBRARRKABRAY C-C-RBE, RAMmHLFRE, L3R
e g—ACHEFHS, ORNERA, EFRZEA:
H, C—Ci—tek, C-Cith kR C-Co—pei, €MN2aA
XEXABYARE-R EBRARAKRRKY;
5 taFa R A0 e b A R £ -K S BRAR K KRR BT K
FREIEFR, EMNEHAL-REBRRYIARMRE; X
NR'R', C(O)NR'R' % S(0)NR'R', A R°F= R iksbIk I L H:
H, C-Ci—dt ik, C-Co—#HAER C-C—be R, EMEHRIHE
RABGURE - S BARRARBRNKY; 1050 R F0F by R F-
10 KB BARIABRKY C-C-Fik, REMEHRIKE, HFK
P —ANCRFHS. O X NEK, £FR'ithH:
H, Ci—Cio—dt ik, C-Co—#M AR C-Cotkik, €M&a R
XHERABN AR B - FBRAIARNK;
to,de R A0 A A R - B AR KRB BT K
5 FEIEFTE, EMNEARE-RERAGIARNKL;
A
R Ao R —R T RADA R A0 09 A B E-R % AR ARG
C:—Cr—3Rbtik, R AANT G RIKE, L FIRF—A- C KT S.
03X NR"ATERAK, ¥ Rk A:
20 H, Ci—Cio—dtdk, C-Co—#MH AR C-Co-fkE, €M&EaR
TR ABENARE-R S BRI ARKA;
KA
R' #= R® —&H R -CH=CH-CH=CH-, L ¥ B RGBERKETIUAL
¥ -3 % B,
25 Xit f:
H, F, C1, Br, I, CF:, 0-S(0:)-C:H.—pCHs, OR" & O0C(0)R",
EP Rk A
H; C—Cio—dt, C—Co#WHARC-CotRE, EMEAALE
RABHARF-R $BRARRARKAY; 10503 R40F0 89 A R $ -
30 REBARIABRKY C-C-Fie ik, XREAMEGRIE, LFK
e —AC BR-FH# N, S 0 ATERAXK;
b, Fa RAAOF ) A R H - B BRARR ARG ST K
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FRIEFTE, EMEHAL-HE BN ARKY;
E¥ 3
T RS HARAX, LXK Ta, MBKETF A BHEETFBZIEREKR
F B EBRF C I8 H w4k,
5 VAR
R, RUZRsb2: 3 3k f -
H, C—Cio—%tik, CoCio—BHBER C-Co—beik, EMEARIHEXK
HENUAR LR ZBARABRKEY; R Ribfot) A B E-2 3
BARRABRAKY C-C-ImX, XRAMELHE, LdRday—
10 A CRTFHN. S X0 FTRA; tafe X RiaFe bt id R E - % AR
ARBRRGRATE, FRAIETE, eMNEARLL-RERNKHK
ABA Y
E¥ 3
R'Fo R' —A2 T Ao X R40Fe 9 vh B - 5 B R ABAE Cim
5 C-3RmR, RAMMEGETE, AFHRFH—ACEFHS. 0%
NRUBTERAR,, R+ Rk A:
H, C—Cio—5tik, CoCio—8EMH AR C-Co-bX, €MEZA L
XAERABGUR L - 5 BRI ARKY.

20 SAFTNA, LEARRLAYRAFTE-XA-KLWITEHL
FFESTHECERE, BRAIARESATHEARLE. BEM/RKE
B, ARAETCHERE., AVFEARTRAT E 0 —Ff L dExtmik
ARG AAR L EEZRNEAFE ETRTHBRERGE (F3 2%
BREIBXAEHEX IR la W RFEA-XALA-KTRITEMEF &R

25 FAEREMFTERE. FMRE, ot/ XBHEA. L, Sh
TR CFREARRK. K. HARF/ MR, FARRLE. AR
[ RBLE W B4 75 & i L
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10

15

£ F
RARAEBEIHER R K TR, £+ Y = C-Co-tnik, C-Cotth
AR CCobik, EMAXHRABNURL X F AR KRKH,
EFR#%R:
H, F, C1, Br, I, CN, NO:;; C—Co—t2k, C—Co—4k 3 K K C—Com
B, CEMEARIHAI ALY URE-R ERARARKY: 44
Fa R A0 Fo b A BB -R S BRI ARNKY C-C-Ki, i
HegRIE, AP beg—4A C RFa S. 0 % NRERK, L4 R
7. I
H, C—Codt i, CCo8MHARCG-Co-E, eMEaALH
KA AR E-R FBRARARNKY;
FRIAEFTE, EMNEHRAE-REBAHRARKY;
OR’, OC(0)R’, 0C(0)OR’, OC(S)R’, C(O)R’, C(0)OR’, C(S)R/,
C(S)OR", SR', S(O)R'HK S(O0)R’, L+ R & AH:
H, Ci—Cis—tti, Co—Cis—2EM & C—Ci—te i, XIE-N:PEX:]
KA AR F - B AR ; 400 R A48 A0 oA B~
K EBAREIABRKY C-C-in ik, REMEHLERE, L+K
FH —A~CRFH#HS. OXRNR'ERK, L+ R%H:
H, C-Cibti, C-Co—#IE R X C-Co-BE, EMNE&EAE
XX ABGUARE-R SRR ARK;
Peda R R haFe b A B F -, % AR KRB B F K
FRIETE, EMNEARAL-RZBRAHGRARNKY; K
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NR'R", C(O)NR'R" 3 S(0)NR'R", R R'F= R fhsbIE 33k f :
H, Ci—Cis—dthK, Co-CodEHRAR C-Co-e R, SMEHRAEE
HAEEGURF K E BARRABAN; tofo R R0 Fa by 2 B -
R FBARRATRAKY C-C-Rm Rk, REMMEHLIRA, L3R
5 FH—ANCEFHS. O N"TRK, EFR'ER:
H, C—Cio—t3, CoCr—BEWH AR CCi—Bi, €ME&EAZL
XERAHGARE-F 2 BRARARKY;
P fe R A0 Fa b A B -K S BRI KRR RE T K
FRAIRFTE, EMNEARE-REBRRHRARKRY;
10 RE
R’ o R —RH R AGFe X 4050 68 A B -3 5 BRAR AR
8 GGk, AAMENRTER, AFRXFH—-ACRT
#% S. 03 NR"FFERAX, H¥FR"EH:
H, C—Co—ttA, C—Co—BMAR C:-Ci-BiK, EMEAH
15 A XERELEGAR - Z R ARNKY;
B 3
R' fo R —&H R-CH=CH-CH=CH-, L ¥ ATH RGREKZTURZ
¥ - % B,
Xk f:
20 H, F, Cl, Br, I, CF:;, 0-S(0,)-CiH—pCH:, OR" & OC(0)R",
rP R "% RH:
H, C—Cio—dti, Co—Co—#MF AR C-Cmtt ik, SME AR XM
RAHBGUR L -3 E BRI ARG ; H0F0 K Rl b A B 2~
R B BARABRAKY C-C-3Rkn ik, RAMEALIRE, LK
25 PH—ACBRFHN. S &K 0 FTRA;
$o.Fe R A0 Fo A B - B RARABRKAIRA TR,
FEIRFE, EMEARAE-REBRRGIARNKY;
E¥ 3
R EH RS X, LXK la, WEKETAEERTFBIRIKRT
30 B HEBRT CZa KR4
VAR
R, RiflsbdE 5 bk f -
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H, C—Cio—8t3, C—CoBEHER C-Co-BK, BMEAZLX
BRLANGARE-R S BARIARKAY; Hfa R Ri0Feby h B % -
R FBRAIARAKY C-C-30teik, REMEeLRL, L+R+
B—ACRTFHN. S X0 HFRR; afeX Tlofg A RE-K 2K
5 REABRREGETR,; FAIXEFTE, ENEHRAEL-R S BN
8 BRI A
K&
RPFe R — R RAAF R At A B B K 5 BRI ARKL C
C-3Rb ik, XAAmegRIE, AP PH—~ACRF#HKS. 0K
10 NRY PTERAK, R RVt A:
H, Ci—Cio—btX, C-Co-8EHAR C-ComBtl, €2
HEEREBGUARE - BRARABRNKG.

ALXARZEY —FEXN IR [a R FE-FEX-TKTWRTLEDY
15 Mg

Ed, s
R'=R, £+ Rixh:
20 H, F, C1, Br, I, CHF:, CF:, NO., NH:; C—Ci—dr 3 & C.—C.-
IR, EMEARAXBRAAGUARL-3F RAHRARK
8, BARARKGFR, OR', COOOR' XK SR, X+ RikA:
H; XA AR $-K % RAKARKH C-CBR; 4
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i% H, CF;3 CH:,
K S(0)NRR”, Hf R AR tkbik 5 ik -
H;, XK EHARE-KZRAR AR C-Cosu ik
AP AKERL = RS, RFHRSKA:
5 H, F, C1, OH, CHs, C:H:, C.Hs;, CHF., CF:, SCH:, OCF:;, OCH;,
0C:Hs, C(0)OCH:; 3% C(0)0C.Hs, KR,
Fa/ZR =R, AR
H, F, Cl, Br, I, SCHy; C-Cdgit, C-Co—4d £, ©M&
AARXERLAGURLE-K ZRRRXARNKY, 4k CFs; OR,

10 EF REHXBRABMUARLE-R B BARARKY C-C-%
X, #hik CHy;
/R R Fo R BARRE GG, x4 R'H R —&HR-CI=CH-
CH=CH-, AP A RNHERXREZTUARLE-RZ BN, KLk K
F.OCSAR CoARRK (£ EAARKATIUZ AR
15 R RFERZBRAH ) . 55 24 OCH: BAX,
Fa/ R XL B:

H, F, Cl, OH, CF;, 0-S(0:)—CH:—pCH:3% OC(O)R', # ¥ R’ =
B C-CoBt R C-C8tFR, EMSEARAIHREBRUR L
K% BAR B RARNK;
20 % H, F, Cl, OH, 0-S(0.)-C:H.—pCH:3% OC(O)R’, ¥ R’ =
C—C—Jt 3, 4kik CH:, #3512 H X OH;
B 2
RS HAES X, R Ta, MEERTASHEETBZHRHKERE
FBEHEEERTF CZMF RN,
25 Fo /3 RO e REpE b AR 5 Huik f -
AR ALBUARE-H E BRAHRARKLY C-Crui, £k Cll;
&
RAe R —RB &R C-C R, EAMFR TG ARE-R 2
BAR & A BAK
30 F/HZ R, B, X, Pf/AREFELGFCLEHLENZ—,

HAREE S —NA A THHEREARGLBE L THZHR
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st (#2888 BXHATRA- XA -KOMiTLEHheypE:
PR -R -4 FRXAFTFA-I-2A--CG-FAEA-XAL) -

AR 1,

MR- [4-—FRAFE-3-CG-FARA-XRL) -FROH],

- Sh i - )i [4—__‘Fﬁ)&‘f’%ﬂ—&—?i}%—i};&)—%am],

- 5K B N - [4—"%’?}&‘?’?{ 3-B-X-XR)-Fawl,

- SN E-BR-A-—FRAAFTR-I-G-BE-XR)-rTMm], X
——EF&L);E“F),% I-G-FR&E-XIB)-KT-2-%8,
ZFRAFTE-I-KA-KT-2-8;

AP RAFTRA--G-£EA-FXR)-KT-2-HW;

MW R A FRA TR --EA KO,

FSMHAR -4 T RA TR -3-E A - TE;
ZHFRAFTRA-I-(-FAE-FR)-KT-2-H8;

AP RAFTR-3-F-1- A -T2

C - R - FRAFRE--BAA-I-R-)-R KT,

MR- R A FRATFTRA-3-C-F-KA) -R T,

CSMH AR -4-— T RA TR -3 G-R-KR) - T,

- INHAR -4 F REFR-3-FA-3-Q-FAE-XL) -KTw;

AN A-ZFRATE--BEA-I-(-FARA-E-2-H)-Ka

AR ;

A FRRAFTRA--(6-FARA-E-2-R)-KT-2-%8A;

S AR -3-BER AR A-—WRA TR 3-SR,

F3- (- R TR~ ax);g) ~4-—FRARTFE-KT-2-%8;

AP RAFR-3-C-R-FKA) - T-2-%8R;

" 3= 4= R-RR) A FRRAFRE-RT 2489
ZFRAFTR-I-U-F-FRL)-KT-2-H8;

AT RAFTRA--U-ZRTFEA-XR) -KT-2-%M;

33,52 R R R) ATV RA T A-KT-2-H% 8,

" 3-(3, 5= R-ERR) A FRATFTA-K -2,

SN AER-3- (3, 5-ZR-ER) A-—FREATFRA--FA-KOM.

AEZARTH a4 —F A, ARHR T,
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% 64
T EAFLARL AL DR LFE, ARRA X &AW
AT ERR.
TEBABERS Z2EA:
5 il &1t oy % R ERARUE.
iR BEHRERIE.
1% A Em Merck, Darmstadt & F &AM 60 (0. 040 - 0. 063 mm)
H b A €4 B S AH.
B EGMAEA B, Merck, Darmstadt & * &) HPTLC Fih# (5
10 B&R 60 F 254) #t47.
P A &3 AT R R 8 R 3 AR A Ha 4k 4 2 384k AR /AR AR
“B” —I R T B,
B A BLEAS, Ak EEE S0C - T0CH & B,

15 &4 1
Sh s - R-[4-—FRAFRA-3-2E-3-CG-FAL-XRX)-K L]
(e D) F4d-— FRE-3-CG-FREA-FL) -HT-2-HM (ks

6)
QA oH 0
AR A (™
N— Ne—
/ H—Cl / H—Cl
(1) 6
20
F & 1

3,3-— K1, 5-—RAEHEI[S5. 5]+ —%-8-F
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%1 3,000 ml —R Pl b ma 448.5g 1,3-R =8, 416g 2,2-

ZHR-1,3-A B A 128 -FRABER, AABLKERRSDALRESY

24 pEF, FRELREAIIRAHI TR, mA 2000 ml 32%5AAL

5 HNER. 448, AANARLE R RB A IER (44, 4g BRBE R 4H/850ml K)

wA, RERM 350ml Kk, AMAARAABRM TR, REATKRE

BER . KmfFE 345g CGERIME 50%) 3,3-—FH-1,5-—R L%
[5.5]+—%—-8-BR.

0 I 2:
I-—FWREFHE-1, S-——RLEHE[5. 5] -+—t-8-F

B 345g 3,3-—FR-1,5-— A LE[S5.S] +—-8-8ix T

15 1900ml AT E LK. S3HELSHME 0C, KESmA 140g N, N-=F 3}

TPREEFAE R OBR. OCHRBERSY 6, FRTHE

RERAsHER., MENHBGEERKRY, ARRARE #RAZT

B, Mg 310g O-—FRAEFTHA-1,5-—HR L[5 5] +—5-8-

REREGERKR. HTHEER, BBEKRBETK, MAFERE

20 tefeBKBRAER. BHERSW LI, RESWA S00nl TZERTLEER

ZR., REBATRAFNANA, EZALERN. MAfF3 300g (2
HHCE M 68%) I-—FREFH-1, S-— R L[5 5] +—k-8-8,
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15

20

YR 3:
I-—FRREFEA-8-G-F &
[5.5]+—%-8-BF

iid
%
i
.
I

FR-LS-ZRRHE

/
O
HO
N/
© |
\li/o
L6 150ml B WAk P 36g4E. REZFMmA 280. 5g

3R EHARE 300 ol PAHEAWAKBTHER. REREWIE R
1w, REFBANE 20C, AEE FTERBMA 290g 9-=F &
-1, 5-— R A5 5] +—K-8-84& 700 ml AT AW AR h T HE
R, REHATRTREIR, REA 10-15C TF4RKFH A 200ml 20%
FA4EE . 300 ml AKF 100ml 32%%BE R, 948, KA LK T
BERXE (400 ml x 2). HAARABBAETE, #RASTKELEN. &
o b iF B BT A 1000n] G ihEk, S A RAFHAESHE &
Hdh, ATTRES, Fma 2100 nl —F &8, ME SCTHRERS
2 hE. HEEBEARYS, A-FARRE, REAZTR. AafF
3| 1568 CGE# SR 41.2% & & BAKY.

PB4

ShER-MA-[4-— FRAFTE-3-LXA-3-C-FAEA-XRX)-KILH¥H]
EBE DA - FREA-I-C-FRA-XR)-FT-2-HRERY
(6)
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o] OH (o)
ot Ao
N~ —

/ H—CI / H—ClI
M (6)

a) - FHRERFHA-I-OG-FAE-KR)-KT-2-HWLEKRE b

4 6)
0
o)
)
e

H—Ct

BR182g 9-—FRAFTRA-8-G-FAR-FKK)-3,3-ZFR-1,5-
ZR&RE[S. 5]+ -8B AT 1200 nl WHR kW, AHRELREY
B]STC. AsBE FhA 600ml 32%#BE %A 600ml K., TERHEIHR
S 12 0. RELEREAESCTFMAS00ml TERTE, KREM 32%

10 RAAHERBADTRLRASHY pL £ 12, 443, KA LR TE %
ZR, BKR 300nl. A ANAMKE R RAMEFEREERK, &
K 100ml, #mARABRAE TR, BAREIEMN. tbtbi@IHREREY
Z RMAT. Ash, H4-—FRAFE-I-C-FARE-FXRK)-XKT-2-%
BRakET 500ml A, MAFERERAZFEIALL. HEETE

15 WL, AF TR, AMED 63. 6g E# =R 78.9%) 4-—F &
AFTRA-I-C-FARE-FXR) -FT-2-HAEmE.

b) ShHmIMF-[4-—FRRAFR-3-BA-3-G-FREA-XX)-KI
1Ak (b 1)
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Q OH
'>j Q t( j/o\
N
H=Cl

B 150g 9-—FRAKE-8-G-FRA-XKX)-3,3-—F&-1,5-=%&

ZR[5. 5]+ —R-8-BrE Twfskvd, AIERI-10C, REERBF

A 1000 ml K5 32%EBM S: DHRASH. STHEARSGHIR, &

5 EmA 750 ml ZEk, A 200 ml 32%SFAALMERAY pl £ 12, &

M, KRR CRLEERABL, K 200nl. S GAMABRA 200 o

iR RER L, ABRATIR, REAZARRERN. H5LMlr-MN

“[4-—FRAFTE-3-ZA-3-C-FAEX-XL) -HTF&ET AN,

MAFEREAFRZFTARAR. RELChHBESERE, AAXTT

10 T, MmiFE 67g E#RFZE 59% sl R-[4-—FREFHE-
3-FA--G-FRA-XB)-FROw] #t.

%364 2
Sl -[A-—FRAFTA-3-G-FAA-FL - EHRE (b

15 A DASMEAE-R-[4-ZFRATRA-3-G-FTRA-XX)-HIF]
HRHE (kewm 3)

\
0
w ;
M
HCI N/ N—
| Hel /

@) (3)

R28.5g 4-—FRARAFEA-I-C-FEEA-EXRL)-HT-2- W8 [#&
20 REAH 1 F%E da $1F1EF 250l xrCBA. ARBAAEATE
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HAWEH FhoN 2. 8g4e-K (100 VEAHBELA . REAL0L2EEANTT
20084k 5 haF. TG, ATAREN, REHATAKEEELL
., XA L&Lﬁs/‘f’é%/—%mé = 4/1/5 A EXBLA ., AF—7F
WAL, 138 71.5g P E-MR-4-[4-—FRAFR-3I-C-FARAEA-X
5 R)-HammKRY. AHEEBRE, FRBETAR, MAFELRE
KAn = PRRALE. AT h L, Ax TR, NWFR 7.2¢ 2
WEEW LS. AN EFRIR-[A-—FREXFEA-3-C-FARAEA-XK) 1-
HROMEBE., S hmad 7.8 shil-R-[4-—FRETE
3-(3-FAA-FXR)]-RTW, R ABRH. AFEERE, Hik
10 BWETAR, MAFEREAFP=ZFEARALR. BEMMBGLE#RE,
ARF1E. G0iFE 7.4 EATEE26.1% Ml -R-[4-—F &R
AFR-3-0CG-FREA-FXRN) | -romitami.

541 3
15 ShilR-R-[4-—FREFE-I-C-BA-XR)-KILF (eDh A
ShE R -[4-—FRAFE-3-C-£E-FXX) KT (1Ls& 5)

Q H
\\ [ O\H
i\ij
N— S
/ - / H—Cl
“) (6)
HE& 1
20 8-[3-RTA-ZXA-FHEREAL) -FEI--—FRETFE-3 3=

TR, SRS, S1-+ -85
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o
HO o /&
° |

,\ﬁ/o

GhEWERHm T A 17.3g 5. REEREDARETR#H I

A 293g B-E-XKARX)-RTEA-—KEXALK/15m] WER®H. RA

Al e, ZEF20CEFHMA 1428 9-—FREFE-1, 5-= &

5 Z-RI[5.5]t—k-8-M (B Eas 1. TR 244, 2RI RS

M 10 8. KREAL 10-15CTF /A 200 ml 20%RALLEZR. 500m] AT

FRATKB, KR LB LB ERMA, K 300nl. AR T RSN

MAENA, REAZAREN. REHATAKLEN, KA TKRTE/
WEE = 9/1. MmiF3| 197g CGERIKF G 60%) FF4LED.

F ¥ 2
I-[3-(MTA-—XE-FaEARAAX)-FE]IA4-—_FREFEA-KT-
2% A
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15

B 197g 8-[3-(WRTHA-ZRXA-FARARL)-XA]-I-—FaE
WRA-3,3-— R, 5-—REE[S. S]-+—R-8-BETUA%,WH,
i ® ST, ANBE TRBEMA 300ml XERE 300ml KBRA
R, RETERFRSY 10 6. ARAHF FMmA 400nl LK TE,
RER 31%AEALAERAT pl £ 12, 448, KRB TEFR
(400m1 x 3). &R MARA tofe R ALMEZ (100m] x 2) k%, A
BRETR, ASALERN. A8HhBIAKRLL, RALRKRTE/TE
= 1/1. Nm#F3 68g (GEL=FH 42%) L9,

YB3
Shl - -[A-—FRAFTR-I-G-FX-FKK)-FKOH (4) f=9L i 3%
“R-A-—FRAFTA-3I-G-BA-XRA) KT (5)

Q H
o, o |
Sadh
— \
/ " _cl N
H—Cl
“) (5)

B25g 3-[3-(RTHA-ZFKEA-FAKRAKL) -FX]4-—FRATF
A-FT-1GET 1100l &3 FE., ABRFREANTRAAHFHT
o 2. 8g 48 (10%) EAMMAR . REE0L2EEHDTFTTF20CAKLS
b, TREATKRERN, BAGHET 60nl WaA%kH., REAZE
BmTFmA Sl W TRERAE, FREL R MAKBERRESY, RE
ALBUEBER, AVAAAFRIAAEREE. LBUARBRETR
A, FRATEAZERN. REHEdsalksEEgshi, RATKR
LB/ VB — Rl = 4/1/SHAHRBLA. UAHF—FHBH, 53
Sg mRH KXo il-M-[4-—FRAFEA-I-G-2EX-FXX)-KI
B, A41&8mE, WBETAR, MAFERERAR=ZFEARA
. AT B EERE, AT TR, AmIFE 4.8z GE#RF R 32.9%)
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Sl &R [A-— FRRETFRA-I-C-FA-XR) | -FomLRE. 5=
Bl 3. 58 SNHER-A-4-—FRAFAEA-3-G-FA-FX) -
KO, RN —mKkY., HHE&ERL, BREETAR, MAF
BRERKMZFAIAR. HEHFBGERE, A TR, KhF3

50 03.2g (E#FEM 2190 HE-R--—FRAFE-3-0-FK-
XA ]-KOmh gk,

% 3.4 4
BRLAHLASRTIESH LS, LEHRE NMR 5474 5%,
10 - 4-——WEREFE-I-KE-KT-2-%8;
- FRAFTE-I-C-FEA-FXR)-KT-2-%8;
- ShH R A FRAFTE--EE-K L,
SNl 4- = FRAFTRA-I-RKE-K LR,
4 FRRAFTR--UU-FRA-FR)-HFT-2-H%W;
15 -~4-——FRAFE-I-Z-2-X-KT-2-%8;
- R A —FRAFTRA-I-FA-3-R-2-A-KTM;
- SN AR -R-4-—FRAE T E-3-G-R-FKR) KT,
- SN AR -IA-4-— F RA T A-3-G-R-KR) K LW,
-SSP AR A- T RAFTR-3-FA-3--FRE-FR)-K LW,
20 - Sl FE-R-4A-—FREFE-3-FA-3-(6-FREA-F-2-X)-KT
AR ;
A FREATFTRA--(6-FRE-RZ-2-K) - T-2-%W;
SN B R -3-BA R 4R AT RER TR -3-RA-H T,
-G ATA-FR) -4 FRAFTA-RT-2-%E;
25 4 FREFTE--CG-R-FK)-FKI-2-%W;
34— RER) A —FRRAFTRA-RI-2-HER;
AR FE-I-(4-R-ER) -K T2
A FRRAFA--U-ZRATFTE-XR) - T-2-H
- 3-(3, 5= R -ER) 4 FRAFR-FKRT-2-HF;
30 -3-(3,5-—R-FER)A-—FRAFE-KT-2-HW;
- SR -MR-3- (3, SRR A FREAFTA-I-F AL T,
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% 34 5

AE RSB 4EmERAA 1. C. Hendershot FHBEWHEL
RKEBFE N D RABEAR KB #ATH5 (1.C. Hendershot, J. Forsaith,
J. Pharmacol. Exp. Ther. 125, 237-240 (1959)). A A& E
25-30. 0g #9424 NMRI D & X FTHE—HRA T 10 RGP e3P,
EHRALHRLANESYE 10 o4rxF &0 RBEA L2 0. 3nl/
A 0. 2% R EFKBAKERZ (KA KRB, Sigma, Deisenhofen; AmA 5%
LEEHIGIARER, £ ASTREFESR). KIHOMNBENRAELA .
LHEEAXBRENHAXNTHEBHEARFLOMRESDAKS-20
B (PTieBARR AL = AR R G AP R) . FSMERBZARE K
AR (. v.)) X EXER (1. v.) A31E A AR,

FiA R ¥k 10mg/ kg 894R AR FHATRE ., REWH AR
M F 534 & (Wi 4)) B TEAXTHF:

¥4 = 100 — [WR&EFH4/WR R h4h x 100]

IRt TR AR ARG HRETE FF-2FH4REM.
P AL LERELE AR LT,

A 1 A3 KB 4R K ER

.42 AR B W 0¥ R
10 mg/kg i.v.
2 96
3 92
4 100

55



	ABSTRACT
	DESCRIPTION

