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B, REAF—H 5 KRB

5-6 TEEFRERAR, ZLAFAATRBARKE, FRE, F
AR, WA, ki REX FRAE, HAK KRAX 2V
—Z8A, BE, -OH, ZRRTHE, ZAKRFTAL, CN, &%, AL,
B, Rk, ZEBEB KX ERRAK;, B

Tik, RA«/ KR, AR CNAEBGERET, x7RKEA-BH,
—RA-BE RRA-AE RAXREA-BHE —xXREA-HHE
EAFREARE - B FREFRRARE -HE, FHFREAK
A-HHE B

BiF3EH(“—, PBRAL), XHX“-ALK-", “~ALK-X-ALK”,
“-X-ALK-X-", “-PHE-", “-X-PHE-X-" & “-ALK-PHE-ALK-" #j
WBET, HF “ALK” ThTELEHR (<, Bp ALK RAELE) Kbk,
WA H kA, B “PHE” A72EE (X-—3%) XHA; BXTERFO,
S, SO, NH, N-%t%, NCO-3t#, NSO,~%ti X Se; H

X IIF# “R-BR” RF¥Me ( “~", PRAEBHELRAE)
HEX “R-R” OHKEAR(FFBRAL), ZX “R7 HHEEH
(B, ARZE_RHOHBANAASYIA AT REAAEL) ; A

X III ##5 “-R'-B-R-" A= £44 ( “—, PR APBHEFAL)
HX R-R-" O%BEEH (F B RAL), XX “R-" #HFKL
B (B, BRZ BB/ AAASHIIA AT RRAE); B

X IV¥## “R-B-R” £ 7244 ( “—, PR, BRRFEREL)
#X “R-R'-" HHBEAA (B BRAL); XA

X IVYEy “R-B” AT ( “—, WRAEBEHEFRAL, @
RAE); &

X IVHe “R-B” A7E#HE ( “— , PR PBHELRALE, @
RAL) .
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AHREGERFTEY, AXAG_KERXKTESTEHA: 3, 9-
ZREMKR-[4.2. 1]-FegbrEd, L#EL, X [-IVHE—-AH K
MR AEY, EFn A 2, nA L, REH 3, 10-= KL MR
-[4.3. 1]-BRe957 4%, B, X I-IVHE—AG R EXKRBHE
Y, AP nH2 nH 2.

BA—AKAGERFTEY, AAUG KRR BETED R
FAX I-IVHE—A4, HLF

RFRZ—AREARKK, B

RFERFHF —REAEXSZHKGFEAR, ZRAAT KB ARIK
Z, A, REX, ZgRFE ZgKRFTRLA, K&, -NHCO-HR k&,
R, EXI g A RA.

BE—ANPHREGEZEFET, AXVUH_REATREITED £
TAXI-IVE—, L

RFRZ—RELXKTHE, H

RFRFHF—REFARER BFEELAAT BRI, &,
£, TAAE, =ZRWHA, ZRFEE, &, -NHCO-CH, MK, XA
EX AT % 3 T

BEEHEGTRFTEF, AEAPA TG RERREBRITES A

(93-(2-FH)-9-FH-3, -~ KL wIHK-[4. 2. 1]-F1;

(H3-(3,4-—KK)-9-FHE-3, 9-— R EM3HK-[4. 2. 1]-F¥%;

(D3-(4-RER)-9-FH-3, 9-— R L RFK-[4. 2. 1]-FI;

(D3-(B-AER)-9-FHE-3, -~ KL NIHF-[4. 2. 1]-Fx;

()3-U-ZRFTREEXRK)-9-FE-3,9-— K EMK-[4.2.1]-
I 5%;

(£)3-G-ZRFTARAXK)-9-FE-3,9-—REMF-[4.2.1]-
I35

(D3-CERA)-9-FHE-3, 9-— KL MIK-[4. 2. 1]-FI%;

(H3-B-8FAL)-9-FH-3,9-— R M3K-[4. 2. 1]-F%;

17



01812100. 4 oM P E14/63m

(D3-(3-#FA)-9-FHE-3, - =K EMI-[4. 2. 1]-L5;
(D3-(4-BFEHK)-9-FH-3, 9-— R LMHF-[4.2. 1]-F1;
(H3-(3,4-—HFKHX)-9-H-3, - = K L M K-[4. 2. 1]-+3%;
(93-FHX-9-H-3, 9- = R L K- [4. 2. 1]-£8;
(D3-(3-fEHX)-9-H-3, 9-— R L MIK-[4. 2. 1]-F%;
(D3-(4-BEFHK)-9-H-3, 9- = K L M3IR-[4. 2. 1]-F%;
(D3-(4-AREFXRA)-9-FR-3, -~ RELMK-[4. 2. 1]-F8;
(£)3-U-=ZRFPEAEL)-9-FHE-3, 9-—RERK-[4.2.1]-F

(D3-(4-RIEXK)-9-FH-3, 9-— KL XHF-[4. 2. 1]-F8&;

(£)3-(4-TBIEEHK)-9-FH-3, 9-— K MHK-[4. 2. 1]-F8;
KA

( £)3-[4-(N- b & Je A X K )-9-F KX -3,9- = & & 23

-[4.2.1]-£%;

stwedk, XL RSW, £ N &4, XEHFTESYE, A
AR kAR X 3 T,

EH ARG EAFTEY, KAAVH K ERTREHFED X
FHX I-IVAE—A, Rk

RFRZ—REAXKE, B

RFPR FTHA—KESL3H 6 LHRARGRXRZRAR, LRk AR
TR X “-X-(ALK),~HET” & “-X-(ALK),-Y-HET” @A HBK&, L P X
Ao Y RHBIETOXS, “ALK” 70 E, HAXE®E;, A1
H “HET” 2753 6 LEFRLHFAN, ZLrxAFTHRARL, 1
Wik, AL, B, A RAX mRAX HEL &
A, 2P _f&, BF, -0, ZAKRFHE, ZgRTFTEL -ON, &
A, X, B, RAB, BEF—X$ARAK.

ERHEAGERFEP, XTI QLR EBTEDH:

3-[(5-F e -3-A)5-AZE K -3-A]-9-FH-3,9-—& %
RIFR-[4. 2. 1]-F%;

18
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HAfmedk, XERESW, £ N A, IAHFTEHESHE, B
ARG R K AR B X3 .

ER—ARKRATRFTET, ALXAG K ERTREFTED K
TAXI-IVHE—A, EF

R#F&RZ—REAKKL, H

RFRFHF—RALF 6 LEFEKEDA, BAATARE, &
A, mEE, ZRAKRTFEA ZARTARE XX, FEAXE F&E
¥R, mAERA, —wERAASEBEEE, wwR, Euk, XK
oA, fowid, SRmRARCAR, THRPEARRE, REL,
ez sk, EsimA, wersmA, KAk WAk, XTUBRAKE
e LEERE, FEAA IR R REK.

EFRAGERTEY, AXAPA_RERNFRBEITEDETA
X I-IV4EE—, (T

RFPRZ—AREAXTHE, B

RFR¥PHH—REEDE, b, B, XBLxEAHATH
Sk, ek, gL, TAAL, ZRATE, = RATAE, &I, -NHCO-CH,,
A, REA, 2-FEER 2-FAEXRE -AEAXE 4 -TFRALK
BB R, 3-wbur ik, 3-Eerk, 2-FSPEe ., 6-RWmRE, 5-
ook -3-R-5-RCEA, 2-FTRPEERE, 6-FK5KL, 6-
ez sk, 6-EaEEiL, 6-whreaAm A, 6-REHK, 6w AL, 6-
X LBERE, 6- R LEERA, 6-F AR X 6 AR - HRREK.

EREEGERTET, —RERFRBITEWA:

(D)3-G-%(R-2-KpR)-9-FX-3,9-—RKELNHK-[4.2.1]-F

?\"‘:{,

(+)3-[(G-Emtrr h-3-4)-5-A T A HKbew-3-K]19-FH-3,9-
TR EMIR-[4. 2. 1]-FK;
(+)3-(6-KH%-3-EK)-9-FH-3,9-— K ERK-[4.2.1]-F

() 3-(6-% k-3 E)-10-FHE-3, 10- =K M3r-[4.3.1]-

19
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B

(£)3-(6-@ & -3-wbe &) -10-F 33, 10- = & F 3K-[4.3. 1]~
B/ N

( £)3-(6-# #&-3-wbeT A )-10-H-3, 10- = R & XK -[4.3. 1]-%
¥ts

(9 3-(3-wkse &) -10-H-3, 10-= f & WIHK-[4. 3. 1]-%3%;

( +)3-(6-%3 3-wbee A)-10-H-3, 10-— & B M 3:K-[4.3.1]-%

&

() 3-(3-wkbst ) -10-F &£ -3, 10-= f L W3H-[4. 3. 1]-%¥%;

(D3-(3- o &) -9-FH-3, -~ K m3x-[4. 2. 1]-FX%;

( £)3-(6-8 3-wbee K)-10-FH-3, 10- =K L MI3FK-[4.3.1]-
BI%;

(£)3-(2-FXAVPBAE 3-wE)-9-FE-3,9-—KERK
-[4. 2. 1]-F%;

(£)3-(2-WERE-FEHX-3-wbwwL)-9-FH-3,9-— KL RNK
-[4.2. 1]-%%;

(H)3-U-—FHERAEBEE-ERX 3-absg h)-9-FH-3,9-— K&
SER-[4. 2. 1]-F5¢;

(£)3--(RFEp A -3-wwHA)-9-FA-3,9- - K EAK
-[4.2.1]-%J%;

() 3-(3-Fp A -3-wih)-9-FRA-3,9-—RLXH%K-[4.2.1]-
I ¥

(%) 3-(3-mbog FK-3-wbeg L) -9-F X-3, 9-— R L M3K-[4.2.1]-
+5t;

( £)3-(3-AH A K K -3-wbwt K)-9-W 3 -3,9- = & % ™3k
~-[4. 2. 1]-%3%%;

(%) 3-H-9-(6-FKFK-3-2%HK)-3, -— K EXK-[4. 2. 1]-Fk;

(£)3-FH-9-(6-FK-3-%%K)-3,9-—KEHXHK-[4.2.1]-F
¥t

20
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( £)3-(6-% B E-3-wbwg X)-9-H-3, 9- — K F W 3K~-[4. 2. 1]-F
*<;

() 3-(6-KBA-3-wmA)-9-FA-3, - = RKERK-[4.2.1]-
E5;

( 2)3-(6-F st -3-wre )-10-H-3, 10-— R L M 3F-[4. 31]-%
p

( £)3-(6-%k A A -3-wbwg £ )-10- F & -3,10- = & & ™ 3%
-[4. 31]-%3%;

(2)3-(6-wbme X —2- A A K -3-wbeg K )-9-H-3,9- = K RN3KF

~[4. 2. 1]-F%;
(£)3-(6-wbre ik —2-K ik -3-wbvg £)-9-FH -3, 9-— K L H3IK
~[4.2.1]1-F%%;

(%) 3-(6-bre A -2- A A -3-vbw ) -10-H-3, 10- = & F M3
~[4. 3. 1]-%¥%;

() 3-(6-se k—2-E B K -3-wber K)-10-FH-3, 10-— & Fx
3R-[4. 3. 1]-%¥8%;

( £)3-(6-wbvw A -3~ B A -3-wber X)-9-H-3,9- = & £ MK
-[4.2.1]-%F%;

( £)3-(6-r £ -3- KA A -3-wbe &) -9-F H-3, 9- — KL MK
-[4.2.1]-%%

( +)3-(6-wber X -3-A A -3-wbow L) -10-H-3, 10- = § £ K
-[4. 3. 1]-%%;

(+)3-(6-RE-3- A -3t A)-10-FH-3, 10-= K E R
#*-[4.3. 1]-%8%;

( +)3-(6-wtow A -4-HE B X -3-wbew 3L )-9-H-3,9- — &K £ MK
-[4.2.1]-F%;

( %) 3-(6-tRA-4- AR K3t K)-9-FH-3, - K F 3K
-[4. 2. 1]-FX%;

( £)3-(6-wbww A -4-H AL -3-wbww 35 ) -10-H-3, 10- — & & 3

A

21
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-[4. 3. 1]-%%;

( +)3-(6-wbog A -4- KA A -3 ot ) -10-F A-3, 10-Z K I X
#-[4.3.1]1-%%;

(+)3- (6-%#sA-3-wbrei)-9-H-3, 9-— & F W3xK-[4.2.1]-
I 555

( £)3- (6-%k s B A -3-wwgK)-9-FA-3,9-= K& XK
-[4.2.1]-F%;

( £)3- (6- X 8 & 3L -3-wb s A )-10-H-3,10- = & & X 3¢
-[4.3.1]-%%;

()3~ (6-%k# B X -3-wbet K)-10-9 X -3,10- = & F 3K
-[4.3.1]1-%¥%;

(£)3~ (- -2- A s -3 ) -9-H-3, 9-— & £ W3R
-[4.2.1]-%3%;

(%) 3- (6~ Ah—2-KAm AR -3 K)-9-FA-3,9- K E
#-14. 2. 1]-F8%;

()3~ (6-RA-2-KarsA 3w {)-10-H-3, 10- =R &R
#-[4. 3. 1]-%9%;

(%) 3- (6-wbow K -2-Hahm Ik -3-wboe ) -10-F 4 -3, 10-=— &%
R ER-[4. 3. 1]-%¥%;

(+)3- (6-bowi-3-A B A 3o £)-9-H-3, 9-= &K M3
~[4.2.1]-F%;

(2)3- (6-bo A-3-AmsE-3-wbse h)-9-F&-3, -8 LN
#-[4.2.1]-F¥%;

( £)3- (6-wtorih-3-FKaka -3t &) -10-H-3, 10-=RFE X
#-[4.3.1]-%%;

(%) 3- (6-Wboe A -3-K s A -3t ) -10-F -3, 10-= &%
K ER-[4. 3. 11-%I;

( £)3-(6-wbrr & -4-FA AR A-3-wbw A )-9-H-3,9- — R L WK
-[4. 2. 1]-F¥%;
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() 3-(6-wbor 3k —4-F s -3-wber ) -9-W K -3, 9-— & & WK
-[4. 2. 1]-F*;

( )3~ (6-bre A -4- R B K -3-whve ) -10-H-3, 10- = & % 3K
—-[4.3. 1]-%%;

(£)3-(6-wboe B —4-H A -3-wbw ) -10-F -3, 10-— R E N
#x-[4. 3. 1]-%%;

() 3-(6-%( R HKE-3-wswA)-9-H-3,9-— R AK-[4.2. 1]-F
%t

() 3-(6-(EFE-3-wHh)-9-FH-3,9-—KERHF-[4.2.1]-
T 5t;

(£)3-(6-F R HE -3k X)-10-H-3, 10-— R L M3 -[4.3.1]-
I

( £)3-(6-(K A A -3-wbsg £)-10- F 3£ -3,10- = & & X K
-[4.3.1]-%%%;

(£)3-(6-bow Ak -2- A R A-3- e X)-9-H-3,9- = K XK
-[4. 2. 1]-+F%;

(+)3-(6-ez h-2- R A X -3-bH£)-9-FH-3, 9-— KERIK
~-[4. 2. 1]-F%;

( £)3-(6-wbwe A -2- & f -3t A)-10-H-3, 10-= 8 & X 3K
-[4. 3. 1]-%I%;

( £)3-(6-mprr k—2- A A -3-wbwe £)-10-FH-3, 10- =R EX
#*-[4. 3. 1]-%%%;

( £)3-(6-wbwe X -3-A R A -3-wbw £)-9-H-3,9- = & & W3¢
-[4.2. 1]-F¥k;

(+)3-(6-bme A -3-HE A A -3 E)-9-FH-3, 9-— KL N3F
-[4. 2. 1]-F%;

( £)3- (6~ -3- A F A -3-wbse &) -10-H-3, 10- = & 4 3R
~-[4. 3. 1]1-%H%;

(£)3-(6-vor -3~ A& -3-mbw E)-10-FH-3, 10-—f N
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#*-[4. 3. 1]-%8%;

()3-(6-mbw KX -4- A KA -3-wew K )-9-H-3,9- — K NI
~-[4.2.1]-%%;

(£)3-(6-wbo ik -4- A R A -3-ber £)-9-F -3, 9-— & F M3F
-[4.2.1]-F%;

( +)3-(6-wbre h—4- K R A -3-wbsg ) -10-H-3, 10- = & £ WK
-[4.3.1]-%¥%;

(%) 3-(6- o HE-4- A RKHE-3-HRHA)-10-FHE-3, 10-= R E R
#-[4. 3. 1]-%3%;

(£)3-(6-(XX-TmAX-3-wbow k)-9-H-3,9-— & L WK
-[4.2. 1]-F%%;

(£)3-(6-(R-ZBmEL-3- s R£)-9-FH-3,9-= & L WK
-[4.2.1]-%%%;

(£)3-(6-(X K- B AKL-3-vbow£)-10-H-3, 10- = & £ XK
-[4.3.1]-%%;

(D)3-(6-%E-zHmAX-3-wbw ) -10-FHE-3, 10- = & N3K
-[4. 3. 1]-%¥%;

( £)3-(6-w2-KA- LB RAHK-3-w &) -9-1-3, 9- = K M 3F
-[4. 2. 1]-F;

(£)3-(6-mte—2-A-LBRE-3-wE)-9-FH-3,9-— K%
W ER-[4. 2. 1]-F5¢;

(£)3-(6-m=w—2-A-TBRA-3- %= HA)-10-H-3, 10-=fK L R
#-[4. 3. 1]-%%;

( £)3-(6-wtoe2- K- LB R FE-3-wbow E)-10-F X-3, 10-= &
Ze s 3R-[4. 3. 1]-%%%;

(1) 3-(6-w-3-FK-T BRI -3 ) -9-H-3, 9- = & L W3R
-[4. 2. 1]-F%%;

(£)3-(6-mw-3-K-TEBAEE-3-wH)-9-FE-3 9-—F &
R IR-[4. 2. 1]-F%¢;
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(£)3-(6-woe-3-A-T BRI -3 i) -10-H-3, 10— F Z 2t
3#-[4. 3. 1]-%8;

( +)3-(6-mo-3-%-LBAK-3-wbrg £)-10-F X -3, 10-= &
Ze S FR-[4. 3. 1]-%3%;

( £)3-(6-w-4-L-TBE
-[4. 2. 1]-F%;

(£)3-(6-mw—4-K-TEBREE-3-HRE)-9-FE-3,9-— &%
R ER-[4. 2. 1]-F5;

( £)3-(6-mts-4- K- LB RA-3-=HE)-10-H-3, 10- =KL R
3#*-[4.3.1]1-8%;

(£)3-(6-w~-4-X-ZHBAX-3- e A)-10-FH-3, 10-— &
Ze M ER-[4. 3. 1]-%%%;

(+)3-(6-%K A A -3-wrez £)-9-H-3,9-— KL X¥*%K-[4.2.1]-F
PN

(£)3-(6-%aEx -3 A)-9-FH-3,9-— KL ®HK-[4.2.1]-
+55;

( £)3-(6-X & A -3-wbww £)-10-H-3, 10- = & & W3R -[4. 3. 1]-
Bk

( £)3-(6- X A A -3-wbwg £)-10- F £ -3,10- = & & ™ 3}

biad

-3-vwteg A ) -9-H-3, 9- — & F IR

—-[4. 3. 1]-%%%;

( £)3-(6-mb—2- K -& K -3-wber 3L )-9-H-3,9- = & £ ® 3k
-[4. 2. 1]-F%

( +)3-(6- VH:"" —2-F A FE 3o K)-9-F H-3, - R L WK
-[4.2.1]-F%;

( +)3-(6-m-2-3-A FX-3-wbve £ )-10-H-3, 10- = & & X 3
-[4.3.1]-%%;

(+)3-(6-wbog—2-A-A K -3-wbee £)-10-F£-3, 10-— & L
#-[4. 3. 1]-%%;

( £)3-(6-w®-3-F-A X -3-wbsg K)-9-H-3,9- — & & NI
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—-[4. 2. 1]-%F¥%;

( +)3-(6-brr-3-A-A -3 A)-9-FR-3,9-— R LMK
-[4.2.1]1-%8%;

( +)3-(6-wbve-3-2 - A E -3-wbree £ )-10-H-3, 10- = & & M 3K
-[4. 3. 1]1-%%%;

( +)3-(6-wbrr-3--A A -3-wse )-10-FA-3, 10-= R E R
3#®-[4.3.1]-%%%;

( 2)3-(6-whoe-4- % -&A & -3-wbewr X )-9-H-3,9- — & £ ¥k
-[4.2.1]-F%;

(2)3-(6-w—4-H-AA-3-uwE)-9-FX-3,9-— R LXK
-[4.2.1]-F¥k;

( £)3-(6-wtv—4-3 -8 X -3-wbwr ) -10-H-3, 10- = £ W3
-[4.3.1]-%%; &

() 3-(6-R—4-F-A K -3 H)-10-FH-3,10- = KRN
#-[4. 3. 1]-%%;

T AR, BAW, NAdLY, RAGFTESLHE, 2
TR KA XY T,

ARG ERFTEF, —RERXXRBTEDEFAX I-IV
FAE—A, Kb

RA Rl Z—REAAIKKE, B

RARLFHF—RKEH5F 6 THRXRZFEFEA, HRFAR
TRARE, B, RAEX, ZgRFR, =gRPEE, AERFEL
— 2, 7 KRB

EFREGERAFTEY, —EE2AFKREBRFTADETHX I-IV F
E—A, K

Rf= Rl Z—RAASRE, B

RAFRlL ¥& 5 —KAaASHhE, —f%EX (naphtyridinyl) , N-
PR K, Rk, —FKfkvei, REFEAATAREL,
sk, REE, ZARFTHE, ZgRFTEE AEAXEXE-ABEAR
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K.

BRRIGERFTEF, RARG K EBIFRBH LD H:

(D3-(2-"ak L) -9-FH-3, -~ R M3IK-[4.2. 1]-F8;

(D3-(6-"8okK)-9-FH£-3, 9-— KL NIHK-[4. 2. 1]-T;

(D3-(3—"Eak X)-9-FHA-3, -~ R L NK-[4. 2. 1]-F%;

(93- (3% it)-9-H-3, 9- = KL MI;FK-[4. 2. 1]-F%;

(£)3-(4-FH-2-"8dHK)-9-FE-3,9-Z R HEMNHFK-[4.2. 1]-F
5t;

() 3-(6-AF-2-"dkik)-9-FHX-3,9- = RENHK-[4.2. 1]-F
b

( £)3-(6-AEHE-2-8k K)-9-H-3, 9-— R F N 3R-[4. 2. 1]-F%;

(£)3-[2-(1,8 =KL EL)]-9-H-3,9-— R M3K-[4.2.1]-F
%ts

( £)3-[2-(1,8-= & & 2 X)]-9-F % -3,9- = & & XK
-[4.2.1]-%¥k;

(£)3-[2-(1,8- =& £ X X)]-10-H-3, 10-— & Z M 3 -[4. 3. 1]-
BH;

( £)3-[2-(1,8- = &K & A A)1-10-F £ -3,10- = £ & = 3f
~-[4. 3. 1]-%%%;

(£)3-[2-(,5-= R R A HK)]-9-H-3, -~ R N 3R-[4. 2. 1]-+
%s

( 2)3-[2-(,- = R X EX)]-9-F HE-3,9-= & & XK
-[4.2. 1]-%%;

(£)3-[2-(1,5- =& £ & HX)]-10-H-3, 10-= & J W 3F-[4. 3. 1]~
2%

( £)3-[2-(1,5- = & & &£ X )]-10-F %X -3,10- = & & A 3%
-[4. 3. 1]-%%¢;

(1)3-[2-( N-FH-vfe £)]-9-H-3, 9-— R W HK-[4. 2. 1]-F
%6s
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() 3-[2-( N-FR-vfr £)]-9-FH-3, 9- = K F ®3K-[4.2. 1]-
I 555

( £)3-[2-( N-FH-vFee £)]-10-H-3, 10-= & F W 3R-[4. 3. 1]-
BI;

( £)3-[2-( N-F¥ A -vFut 5£)]-10-F 3£ -3,10- = & £ ® 3K
-[4.3.1]-%%;

(93— (2= H#EwH)-9-H-3, 9-— R L M 3K-[4. 2. 1]-F5;

(2)3-(2-=FFEHpRX)-9-FE-3,9-—RKENXF-[4.2.1]-F
5t;

(£)3-(2-= X% X)-10-H-3, 10- — & . W 3}K-[4.3. 1]-%
%5;

(£)3-(2-= (K HE9RA)-10-FH-3, 10- =K £ MIFK-[4.3.1]-
BI;

(D 3-(2-=%H=kvhi)-9-H-3, O-— KL X3K-[4. 2. 1]-F%;

(D)3-@-=XH kA )-9-FH£-3,9-—KEXK-[4.2.1]-F

(£)3-(2-= % F=kvhX)-10-H-3, 10- = & £ X % -[4. 3. 1]-%
¥ RAE

(£)3-(2-=%tkvhi)-10-FH-3,10- =K A 3%-[4.3.1]-
BB

CHE AR L REY, N, RABZFETETHE, A
LR RAF IR T X 3G T

BH—AMAGEEFTET, KAPG_KERKTBITED £
FAX II-IV $4&=—4, £

BRELGERAX “-X-ALK-X-" £H,

Ao ALK 2 75edk, HARRE; JFH

X&K%0, S, SO, NH, N-kti, NCO-ktH, NSO-%ti & Se.

AFREG LR EP, AAWG_KERXFRBITEHZX 11
x 111 89464, KH
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0, O-R-[6-(9-F -3, 9-— R Lm3K-[4.2.1]-F-3-3)-3-wt
wA]-1,2-RL—8; XE

5, 5~ ~3~(9-F -3, 9- — R L MIHK-[4. 2. 1]-F 1) -2, 2-Fbwg
&

AT AR L RAY, NAALY, AABFTELHE, A
FRIL R AARIL I X3 T,

AXEZHF, RERELAR, &, BH8. B, =gRFELT
E Z AR T EAX=ZERFTEEA.

AKXBF, REAEATF— NP LR L8R REKLES 1-18
AERTF (Copi) , FHhEAL 1-6 AERT (Co btk KRR
A, aFxi FAE HAREA RREA TEAFFIHR. EH#h
BERFTEP, REARE CoRERAR, T, FTE T4
FolTH., EAXRAF —AKBEHERFET, BERL CoiA R
B, 27k, i, &iAPFEEL

AEBF, HBEAEATFTEA-REARGGRE, axE, =K
FoS b, ERAGERFTET, AXWRHES 2-8 MERT (Cos
X)), FHhELS2-6 N NFERTF (CHE), T2 aiE—Awét.
BAFHRAEAGEHRFTET, RXBAHFBEHTHE 1-R2-"H%; 1,
2-% 3-THHX, X1,3-T=HH, 1-,2-,3-,4-X5-THHE, X1,3-
oA, X 1,3,5-%=H4; 1-,2-,3-,4-,5-,6-% T-FHE, X
,3-FA, 1,3, 5-F=4H4, X1,3,5 7-FuHi.

AEXRY, EAETFTEA—RSANAZLGRE, GEE, =k
Fob ik, ERAGERFTEFY, KAXUBRETES 2-8 MEETF (Cos
HE), FHELE 26 MEET (G BR), EFEJEE A=
B, EFRAENTRFTEF, ALWERETAH KL, -3 2-AkK;
1-, 2= 3-T A, &R 1,3-T=pH; 1, 2-,3-F 4-A&ped, X1, 3-
R 1-,2-,3-,4-R 5-TreE, R 1,3-T K, X1,3,5-T
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=HE; 1-,2-,3-,4-,5-, R6-FxE, X1,3-FE-wkik, X1,3, 5-
B8k, 1-,2-,3-,4-,5-,6-% T-Fwik, X ,3-F_#H%, X
1,3, 5-F=#%, £1,3,5 T-Fwiki.

AZPF, RALESED, KA 37T MBERT(Corm i),
aEFRRE, KTE, FRE KTEPRER,

AERAF, ZREABEAKE EZLHGFEE, P FREAAEL
ERLHEEEA EHBRA. KXRAEAGFREA-REALH KT
E-PRAKAE-TH.

AEPF, REEE “wE-0" AH, HELAN “HE-0" AH,
PR e A-0-" KH, KPR HEAPEeE i L.

AKWAF, RAE-REE “RE-0-RE” AW, REA-HLK

“JeE-0-HA AW, RAX-BAF “RE-0-%K” XA, X+R
A, HEA A Z Lo L.

AXRF, REA-REREYE “RA-0-REA-0-" XH, Lokt
# & S heay L.

AXBF, FRELE “FRE-0-" XH, AFmRBRASZ U

AXRY, FREAAREAEE “KREX-REL AH
AFRREREE “REEA-FKREA AR, ATFHREAFRE
2 S ay L.

AEAF, RARLAE “BwEA-S— AR (ARRKEAL), B
AR “HE-S AR (BARHEAL), B RXAAAH “Bih-5-
AH (BABLAE), EFRA HEAPRAGEXLTX. RER,
AR RAR, REA-LAR, PRAB-REAZRE P EXZL SR
EBEER, 5F A EXZAGRERRALEE.

AXRY, RERARN “RE-Se—” LW, HAXAHAEL %
E-Se-” KW, BARERIE “BE-Se-” AH, ¥Rt Hif
e 3 64 2 Lot X

AZXRY, RETHOE(-NL,), M8 (-NH-5235 ) X S8 (-N- (%

b

A
At
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), AW, BPT#e b gREA— R RRK.

AKPd, BEFHRFEL (H0C-) , wA-FHEXH (KHi-Co-),
AP A-FAEA (FRBEEA-CO-), AP REFRITLZ L doif L.
AKXRBAGEETH AL, oA TRR.

AXBY, EREFAFTALAARERXERGFTAERER. X
AP FRGEE A RE, BE, Fh EE BEEAPHE

AERAE, FREAB P EXZANERSKGFA, L5
XA mE, ARPFRAGEEEHARXTREPELAE,

AEART, EXREFOEAAAREAAKEHNTRA—REANE
BRIHEXSREA. REGERTELER (N, A (0) #5 (S).
FREMBERTAFEHR (PEFF) . wPIRiefRr, AXHH
MELEFAA OIS Afo 6 LHEREARER. KXAREG S 3F
IR AAARRZRLHREAH.

AKX RN 5 AERFHARRILE L4 O

wkwl, HA A 2-& 3-kwmik,

oy, A 2-K 3-Ey ik

hek (b ) , HFHH 1-, 2-K 3 &

o AR ek (2-,4-% 5-) &

g AR A Eed- (2-,4-K 5-)

whodk R Aeked- (1-,2-, 4-K 5-) &

Mok 45 R bk (1-, 3-,4-% 5-) &

Fekek AR ek - (13-, 4-% 5-) K

Sk 4R A pE - (3, 4-K 5-) X

1,2,3-vE—vwk, 4571 H4 1,2 3—E_w- (4-% 5-) &;

1,2,4—~E vk A4 1,2, 4L —wk- (3-K 5-) %;

1,2,5~& vk, HAA 1,2 5L (3-%K4-) %;

1,2,3-=", 34 1,2 3-=%- (1-,4-K 5-) ¥;

1,2, 4K v, #3A 1,2 4 E k- (3-%5-) %;

1,2,5-gk — e, 4504 1,2, 5-E k- (3-% 4-) A;
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1,3,4— K ==, 504 1,3, 4K —mk— (2-% 5-) &;
AZXRK LG aFe R R iP5 URRERLT L4 048
1, 3-8 %K, BaA1,3-Z8KK- (2-K 4-) %
skedtgk, HF 50 hskeddk- (1-, 2-, 3—, 4-% 5-) %;
2—skedok, 4551 A 2—skebkak— (1-,2-, 4-% 5-) &;
3-wkedkak, A A 3—skeddk- (1-,2-, 4-% 5-) %;
4—kedok, S5R) A 4—kwkdk- (1-, 2-, 4-% 5-) X;
2H-v&vd (el ) , 45505 2H—E- (2-,4-% 5-) X;
AH-vEvd (owg )kt ) | 45504 4H—Ewk- (2-, 4-K 5-) X;
1,2,3~ &k, HAH 1,2, 3- Bk (4-% 5-)
1,2,4~ gk, HHA 1,24 Lk (3-% 5-)
1,2,5~ Bk, HAH 1,2, 5- L ek (3-%4-)
1,2,3~ Bz, HAA 1,2 3- L (4-% 5-)
1,2,4~ By, 4514 1,2, 4- «Eowk- (3-3 5-)
1,2,5~ Bk, HHH 1,2, 5- Lk (3-% 4-)
2H-whek (wbeiolk) , 45504 2H-wb%- (1-, 2-% 3-) %;
AH-wew (Whe& b)) , 45304 4H-g- (1-, 2-K 3-) X,
whed b, AR ket (1-, 2-, 3—, 4-%, 5-) #;
2-vbekok, 45514 2-bekek- (1-,3-,4-%5-) &; P
3-vhedak, 4% A4 3-wbebgk- (1-, 3, 4-% 5-) &;
AKPKLE 6 LREFHAA LH O3

T, R Aabee- (2-, 3-&K 4-) X

ek, KR ARE- (3-% 4-) K

wEeE, HA g - (2-,4-% 5-) X

Wk, 5 AaE- (2-, 3, 5-% 6-) A

1,3,5-=%, ®HMH1,3,5-Z%- (2-,4-%6-) &; F
B, 4530 A M- (2-, 3-% 4-) 3

A KPR IaFe R RI8F 0 6 TR 3R B L4 646

L, 4-=8 53K, #HNA 1, 4-—8X%K- (2-% 3-) £;

e

-

pre e e e e B

v
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1, 4-=K%, HHH 1,48k (2-% 3-) £;

Dok, R HDdk- (2-,3-% 4-) &,

L4k, #MA 1, 4% (2-) %,

Bk, RA AR k- (2-,3-%K 5-) K

W, HAI K- (1-,2-,3-% 4-) &,

%k, HFRAkE- (1-,2-,3-% 4-) &,

2H-wtwl, 4530% 2H-%h- (2-, 3-% 4-) &;

AH-wbwl, HA A 4H-wbwh- (2-, 3-% 4-) &

ARG, FR ARGk (2-,3-K4-) X; F

1,3,5-=Z%¥, HHH 1,3 5-=Ek- (2-) £;

AZ PR MR35 KA H £ 6

TRE, HKNAFRF- (1-,2-,3-,5-,6-, 7-X 8-) £;

ik, HHHA%E- (1-,2-,3-,4-,5-, 6-% 7-) A;

SR, HRHFEI%E- (1-, 2, 3-,4-, 5-, 6-K 7-) £;

FJf [blekwly ( K f=k%h ), #3514 %5 [bl=kwh-(2-, 3-, 4-, 5-, 6-
X 7-) %

Xilelws (FEXHF%kw), HHAENF[c]kw-
(1-, 8-, 4-,5-,6-K 7-) X;

FIF bl &y (X4E%), #HMA%K[b] &% (2-,3-,4-,5-, 6~
x7-) K

At lcl®Ey ( FEFED) , %3 HEH [c] En-
(1-,8-,4-,5-,6-% 7-) £;

FIokek, 484K HFkd- (1, 2-, 4-,5-, 6-K 7-) %;

Rk, HA0 4K HEk- (2-,4-,5-, 6-K 7-) A;

e, AR A E—- (2-,6-K 8-) A;

ok, HR AhEdk- (2-,3-,4-,5-,6-, T-X 8-) &;

FEvk, 4804 FEdk- (1-,3-,4-,5-,6-, T-X 8-) &;

vEak, A AEdk- (3-,4-,5-,6-, T-%K 8-) X;

A%, HAhskE- (1-,4-,5-,6-, 7-% 8-) X;
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i

ekl 4R Ak (2-,4-, 5, 6-, T-X 8-) X

Boggk, A e (2- 3-, 5, 6-, 7T-X 8-) A
L,8-—REE, #H3H 1,88 LE-(2-,3,4-,5,6-, &% 7-)
Fa

B, WA AR (2-,4-,6-% 7-) A

AE PG 48F0 R R A0 Fo b IR Je 3R LB 4 636

A%, #HAh=E%%- (1-,2-,3-,4-, 5, 6-% 7-) X;
SH-%l=k, 45 %)% SH-%I%k- (2-, 3—,4-,5-, 6-K 7-) &;

1H-v3l v, 454 1H-"=- (3-,4—,5-, 6-% 7-) £;

AH-"5%, 47 A 4H-5%- (1-,2-, 3,4, 6-, 7, 8-K 9-) £;
BT, HMNALETIHR- (2-,3-, 4, 5-, 6-, T-X 8-) £;
FETIR, FMNAFLETH- (12,3, 4, 5-,6-, T-X 8-) A;
5, HAfR- (1-,2-, 3-,4-,5-, 6-, 7-% 8-) I,

469 (nortropane) , #H# A K &H- (1-,2- 3, 4-, 5-, 6-%

7-) X

AL R0 Je = 3R L B 5o 6,38
ZRAEEE, KA L - RREL
N-Y 3k - ofui K

Y, HKHA 2-Bp; Fo

£%, HAA 2-4.%.

HETESHE:

AEZRF R EREKRBHFEDY TAEMB SO IXATHE

2H. PENBXOEALANESHGHFE (FARL) THSH

#.

‘ﬁ-,

AR R X
HETEZOMRALOHE, BRBRT, £ 569 LI R IE M
P, GRRE, ARE FEBL BBE AEBH,

V&S, Z8E MERE ixamd, F88% (98% A
HEE, THERE, XEEKE, AR HE (enantate) , EHEH S,
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sR&®E, LEBEE, ARE DERRE /-8R, RR&EE T
HEd, R-2-sgd, fAFX_FRE, k&, LARE BEE®
%, g, ArmE, SPERBRESF. XBEHTHALRR
Jo W) 7 i B R

AEPbpn Lo ne b, PALRGLEEINS
g4k

ARG A

AEBFREWTAG) Fo () RRILERABX AL, XEFH
W B DT EMEBHIEL B TAKAGEH.

B ClFkPRRATRIEERESBALFIRAK., —H0 5
exdwkkdegh, AR ALFERGR, FABRLERTRALFTE
B A, F—FHEIERERSBILFIRAGTEEATAA
XFERGNR LHATEN. BUAXATGINEREHTEHRS
EACMEBARFRK, o, BIH;BREHIBH IEHFIR
(BLB, mRBRIFERZER) &,

LTARFARALPGHLEHER (). OOEXARR, (1), OX
EAHEAR, (). OBRBRITEGAFERGELRRE B R IE
ke B, REFALPONEDEAFERNIATREFRLEE
RAEA AR RATERE LS BALXN OGS,

Ry BN REG T ERAABRRL R, BEF EOEH b
# Jaques J, Collet A, #» Wilen S #5 “Enantiomers, Racemates, and
Resolutions” , John Wiley #= Sons, 4% (1981) —X F ATk )

ETHRAFERGREYEPNEAFTERGLEY.

A FE R MIREBRIT A T E
TRAFARGFAFT EHNELALPY K E XA BITEY,
Bliw i TH AP PR EGT X, KRERAEFTEAREHTAE
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oY, XRHAFRALEHBEIFTRT EZRHEHLEDY.
AERFH—FHNEHELTEIFTRATEHEALLATH S —
MMeeH.
B AGREGEFHTRERT ENBRE, wFR. &4,
EB I EHF.

EMFEN

AXPREHGFTEPLFTE_RERRBEGHT LS. ML
R A B UB e 4k (nAChR) #fleskfii i, BREBR ST, ARXRZ
Y EHZET 5-HT, DAFNE QA TH. AN, XAHAAZG K
RRFRBATAEY B FRABRGAT FH.

AXWP, “AYH BESHAKGEIN. FHE-FIHN, FHA
AR B ZTHREHATY.

AZPHLSYRALEERERTRATAET S HEABXKIA: CNS
MA KM, PNSHAXERK HFREMKEMXGER, ALEERRA,
ERzBEAMENER, Ku. ARAMEGEAR, ARUSLEEAL
FHRIRGFALZEE.

EHRAEGERTEY, AAVRGREWATETTRATERNAEZEZ
G kR, REXKAL. ZLERRIXAECEERE, AER, 3
efs, RILBBPER, MREEXKE, EEHEN, ZEIHRB
2%, MAEARLSELSE, TERKRESE, MEEHEMEEL, B
FHRKG A&, WAE, BRIE, RAE, HVSEE, BROEAKE,
BRI, B EHEREE, TRE, RHEFHERE, AFHER
JE, GERRE, AIDS-HRE, £FHKE, FAB (periferic) 4
FmE, Rtk WiEER, RAMREFHESF, 2HE, KA, TL%E
M E AR, HoREE, BRER, BEX, HEREZEE, &
Watn, hRhBssE, BREY, B%E RLEBPHE.

EH—AREGERTETF, FARHOREDTRATAEATE 7
MG RXGERR. REXKAL, GFEEE, S8R, F7°, %,
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M5B, %, B, BREAXWEHER, $FHhxE, T, FHLER,

EAR— A REGERFTEY, AXAGULESDTRATAFTERAS
BERAGMARGRA, PP RREE, E8MEE, GhEfoER
3.

EA—AREGEETEY, AABHREDTRATETALE
e Rz, CHEBETHEEAERLNFEONZEL.

EA—AKRAGERTET, AXANCEDTATETXER
#. REXRAL, GErER, BEFFAKXE, Chron K, B
X, WAWEmIHE.

EFZ—AREGERFTEY, KRAAGHEHTRATAETEHR.
BHEXIABGBRE., FELEEEAR, Rekh, FAEERFP
MR A .

e AKX PHGAY TR TH I wAF b4 A R B R 5| AR R
RAhE. BERBYROKELSRTTH &, FleB¥E, AR EE
B, TTEAFSHEEFEERDR, XF-KFE EXFKFELY
Ao ilith. BORK, MBRBRUWRAFEARER, B HE.
BE., ZENETER. F&. SEBRK 8B RPAEIENMFY
(YR

L, “BfH” BEAT. Bk, AGERHAEERKGRE, &
RERBIFIHADNBTBARBIRAGETT.

H—7%d, REXRGEHRAELEN, flei AR TER
Fo AL S BE AR,

WHEEH

AEXPH _RERKERTEDTRAERRS B F P
BERBEN, BAEZKRAZKESR (H224) F.

AXRA—F aRBEZEG DI ERIAKRT A EHER %I
BNWHZTIZNEI ARG T k. RBEAT &, THRALEGHRZL
KB, XCHEMGmik, REMegRASH, N &,
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REHFITREHE, AR AFREGBYT.

ERZEG LG E Y, LR X% A PET, SPECT, MRS, MRI, CAT
XREEEAS.

AL RFLHLEWHRELAEY —AFFRBEESIT. AR
AP ELTHRMREENTRAAFFR. AP, HEREE HOR),
H (&) ,Mc, ®°c, “c, "o, “N, "1, "I, "I, "F %= ""Tc.

ATHERXLA PGP GAFEHG R & L5 A ['Cl0, °F
Fo LA RFBEEI{L % 6 Nal.

Bikeg, [VCIO. THAK [M'Cl-FAMARKA, = ["CILI X["C]-F
# triflate.

SR EAEA N8 Lay R A e [PT]4riey 1-8-1-R"H-3-4 8
RIS T e KSR T £ 4 %&. [Elmaleh 3F; J. Nucl. Med. 1996
37 1197-1202].

S A #H e [PF]- AN N8 iRt 6-H 5T 3 A 4R B AT & 41
%, 4= WO 96/39198 Fii&.

T IEAAH T B RAS R ik w sk

A ARG EaFEY, TAILEIGIAEIHE, AXLA
UV RiE /R R ALE, RBEARLA FRLCXKRFFLHLED.

BA— ARG EREFTETY, AEEZTEESTARANRLEGHN S
Fd, AARAERZEGRT, GFEH (A, HR),"C °C, "C,
159, BN, #I, I, ©'I, “F o *"Tc, B @EF I KK kR
EREFHEE.

EEZAREHERFTET, RBAXKXA T FRALEGHGHAT
BB XHEBEBME (PET), 2A T4 X HEERME
Singal Proton Imaging Computed Tomograpgy ( SPECT) , miiigk
i (MRS) , #33k 21% Magnetic Resonance Imaging (MRI) #F=it F
Ha XM ERLBME (CAT) RENHEELRS TibE.

EEAILBGFT EZH, LT HAR BN OEALGFHWE
A K R IF LR RAFRGIEH.
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MEAXPH —RERARBITEDHNESRATKREHR (A
224%) .

A—AMEBGERTEF, RETH IAIBEMNOAL A=
BEREEBITAEDH 3-(6-AFR-2-"Ed L) -9-FHK-3,9-—KHEN
#-[4.2.1]-F3%; 3-(6-A Kk —2-"5Fvk K)-9-H-3,9- = & £ A3
—[4.2.1]-F%; 3-(6-AE#—2-"FdkX)-10-F K-8, 10-= & & M 3R
~[4.3.1]1- % %%; 3-(6-#% % —2—v& vk 35 )-10-H-3, 10- = & Z M 3f
-[4.3.1]-8%; RAHK, RAZELFLHHLX.

AHANEAGERTEF, BRAULALAT K ERXFRBTEY
6 oy kA X Atk B ERARE (PET) .

RBANN, HATALAARARREZHN, EAGRKLAFLREK
FingiLS AR EGREAE T AHAKE 0.1 ng £ 100 mg,
HhAETCERFTLARE 1 ng £ 10 ng.

HMmaeY
Ep—7 @, XEARBLSBAARXEN R ERXAKEITEY
HEhmsy.

REAZPHONSV R TEAET TRARASHHH XL, 22
KAEFNANEFBERSY, TREAEEBRITESHEBX, FEAER
— R SAHBH. MEMN. 4K ZFHN. HEANXRLALFTLOGY
BB R — R AR B AW X.

A EaFEF, AXPHBREAEHAEWGERT
AZRERARBRITAEY, RCHHBRLETELGERITED, &
F—#XEAHELETEZOEA, BETHRAHR R oL G LA
BRRXAGRAL. BHRLAD “TEZLH” , EACNTERT T
Ao k%, HBEBESHELE.

AXPH DAL TAILMEENRELY, REXHEES
FRR. gl gaiEoR, EEKIHR. KE. BXHAH.
WA ARAEGX, AREH, HHNALK, LT, WA XBKEZH.
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THAGBRBARAARNBLIESC OGRS GIFATAT L RN ESED4A
. FEW, TRAZERERRSGAGY.

R bt — T mPy THABRIHIMASY Remington’s
Pharmaceutical Sciences (Maack i #&/2 3], Easton, PA).

LR ERRERBOA R ERE, LAFTESR, FTXKXH
HRFFL, 2 TAIHN A ZRATENARITHAGELTZR. &
m, RELXRECHHFUGHHEANELH 0.1 £4 500 ELER
B, REH1EH100EL, REZY1EH 108 L, ETETL
¥,

HFAEAR-—RZHAGEERS. EXEHAT, AHMNEHKE
0.1pg/kg i.v.F» 1 pg/kg p.o. TREKAHEGLER. MNELEHY
ERBHAAIRYS 10 ng/kg i.v.# 100 mg/kg p.o.. K#EFNFHEH
MO.1pug £ 10 mg/kg /X i.v.FM 1lpg 3 100 mg/kg/ X p.o..

AEXPH R EREKRBETEVDAEZH LB RS ERI RS
KegAY Y, FEREATEFIERLEFSG — 25 K BFxt nAChR
YTHERAR B RE.

A—FTEMAKXRRBELT. AGPREBEERIY (AFEARX) 3t
GREM ALY ST VER Y L& VYA T LR LR P
A EOENEIHGHIUERALNERR AR ZARALAG R
FRBEATEY.

ARBGEARTEY, ARPRETEFPENZE4%.

AREHLETET, RAPRELZRE, ApER, FIHK,
WILHTE, MRARERKE, AENSY, 2EIBKB S FHE, We
HRRAE, TERKAENE, NESHEMNREL BEHRELE
WARIE, BRI, BME, HASELE, BiOAKkE, BEE PiHZ
PRI, RRE, RHEFHERE, AAHBRE, HGEHeT,
AIDS-fm Xk 35, EF X, BB (periferic) WL HE, HikE, 4
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R, BAWZHER, 23FHE, Bh, ALE SME%EE,
ALREE, BKES, BEX HEKRSLSE ZW0%46E, X
W o, BHRET, S%E REBPHEZ,

EH— At EaFEF, ERFFRESTFRLKERE, &
HEE, Sk, T BE, BB, %%, AR BRABEHIRA,
%35, T, PHRERS,

BEFEZARAGERFTET, ERPFESASLZEMRE, #
o PRI AR, EEIRE, HhEFSERF.

EFOUARBYERFTET, ERPRETENZEL, Hlig
FHS AR LSRG ZEA.,

BEFENMEHERFTET, ERPFHERXE, BoER, B
HAFFEB X, Chron KE, B, FHHEREIPEE.

ERFRNAKRAGERFTETY, ERAPHERALE. BHRIIAR
WEE. YELEETELEA, kR, FRABERPOBRER.

EFEAKEGEZRFTET, ERPARESHLALERNRBED R
FEOBBREZSE, TEPYROELBEFARFTH %, ARE
Wik E, TFTERSEREFERERBR, XHF_8FEE EEXFK
FREMABEHR.

BAXEELSGHNEELHLZAKX 0.1 £ 1000 £4%, #FX 10-500
T, BAEREKX 30100 B4, BFREFEADLGLGEFTX, 5%
Ko WITLHEHHANLN, LHEALEREAKE, LERBEGTGENR
REEWHRBEREL R,

AXEHEALT, AHNEILE 0.005 mg/kg i.v. 2 0. 01 mg/kg p. o.
THRIAKAFEALR. MERBESLEBRAY 10 ng/kg i.v. F 100
mg/kg p.o.. BEGHNEEE A% 0.001 £ 1 mg/kg i.v. 74 0.1 )
10 mg/kg p.o..

% 7649

AT b far KL ik —F 59, X ok 540 5F 3E R4

AEX P EREFGLH.
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S 1

H & F b

i

WA BB BB e b AR AR, A EBARA
AR AER TR, AEAET ARBEDTFHRA, AERNEMNT
#FE.

(D-FHE-3,9-—HEXK-[4. 2. 1]-F¥%;

(D9-¥XFE-3,9-—KEMHF-[4.2.1]-FE%; #

(H10-FH-3,10-= K x3F-[4.3. 1]-F%

# 4% [Michaels RJ # Zaugg HE; J. Org. Chem. 1960 25 637]
&

(9)3-(2-XX)-9-FE-3,9-—REXF-[4.2.1]-F% #£5HE
BE )

F 150CH 2-38#% (5.0g, 24.1 mmol) , 9-¥H—3,9-—& %
M ER-[4.2.1]-F% (3.38g, 24.1 mmol ) #F4&3K (palladacycle)
( 0.045g, 0.048 mmol) #9:% 4% [Angew. Chem. Int. Ed. Eng. 1995
34 18441 BHBR. REZEREMALAKLS (50n; IM). AL
B (2 x100ml) FRZBREH. AL TP, FEAREAK (89:10:1)
ek LT EE S BAH AN ESW. FF0.30g, 3%. AL
VWEABREFOLBRPPEGRAR (9:1) B, THMBEHE. M.
173-174C.

(D3-(2-KHA)-9-H-3, 9-— & L MK-[4.2. 1]-FK
WAEY 9-FHA-3,9-— R L NK-[4. 2. 1]-L BB F A4 4

Pi-4

#.

(D3-(2-BH)-10-FH#-3, 10-—K L m3F-[4.3. 1]-%k; F
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(D3-(2-EA)-10-H-3, 10-— R X3%F-[4.2. 1]1-%
HE&L5 10-F -3, 10-= R EMIK-[4. 2. 1]-F I EM.

(£)3-"sdk)-9-FH-3,9-— R L N3FE-[4.2.1]-F% £
kBE (2)

F 140C¥ 2-8%9% (5.0g, 30.6 mmol) #= 9-FHX—3,9-—&
ZesFR-[4.2.1]-F% (3.38g, 24.1 mmol) #4RAWAELEF K
ATHBE4IH, hEFZFEREMAARNS (50n]; IM) . ALE
(2 x100ml) ¥REBEASH. AR/ Fik. FEFRAK (89:10:1)
AR E#ITEES BEFANFALS Y. MALER ERERGTE
Fe P EEegRA®E (9:1) B, THMAENGE. % 5.2g, 44%. Mp.
173.0-174.2TC.

() 3-(2-"akR)-10-FHA-3, 10-— R L X33K-[4.3. 1],
(D 3-(2-5gk ) -10-H-3, 10-= R X 3%K-[4. 3. 1]1-5%
HE&L 10-FHE-3, 10— R EMK-[4. 2. 1]-ZF £

A%

(£)3-(3,4-—fFEHA)-9-FHA-3,9-—KLEXK¥-[4.2.1]-FK%
R EBmE (A1)

1-8%-3 4-—f¥% (6.65g, 29.6mmol) , F 9-¥H-3,9-= &K
Je s 3R-[4.2.1]-F% (5.0g, 35.5mmol ) , | T &4F (6.64g, 59.2
mmol) , wW-=3%%4e (0) (1.0g, 0.88mmol) F 1,2-—FAHX i
(50ml) I RADEHIR. KX EZERERALAAA(50n]; IM).
ALBTE (2 x40ml) ¥RZBESH. B FK. FEFRAK
(89:10:1) K L#fTE&E5 E/AFELLST. 77 2.41 %,
20%, MAREH LREFG LR TEGRASR (9:1) B, THAE
Feg3k. Mp. 114.4TC,
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(£)3-3,4-—fFA)-10-FH£-3,10-— K L ®3-[4.3.1]-%
5, Ao

(93-(3,4—=—HKFEHX)-10-H-3, 10-= R X 3F-[4. 3. 1]-B%

&L 10-F -3, 10-— R FEXK-[4. 2. 1]-%IEM.

() 3-(6—"BokA)-9-FH-3 9-— R EMIK-[4.2.1]-F% ¥
k% (A2)

HIEAZHE, Lo- B9k YR %Y [Angew. Chen. Int. Ed. Engl.
1995 34 1844], H#A483R, CER e 2-BF-—RTABABIAH.
Mp. 164-166T,

(D 3-(6—"5okit)-9-H-3, 9-— K EMNK-[4.2.1]-FK
U EE 9-FR-3, -~ R EMNHK-[4.2. 1]-TRBFEALHF.

(D3 (65 t)-10-H-3, 10- =R M3}HF-[4.3. 1]1-%¥;, H
(D)3-(6—"dk)-10-FH-3, 10-—K X x¥H%-[4.3. 1]-%kK
HEL 10-FHA-3, 10-— &L WIK-[4. 3. 1]-B B EH.

(£)3-4-F|EHR)-9-FHE-3,9-— 8L W3HK-[4.2. 1]-F5k ¥
& ¥E (A3)

ARIEAEHE, A 1I-BEA-REAREY. MEERFPH 3-(3-
AFER)-9-FHA-3,9-— R EMIHK-[4.2. 1]-F KA 3-(4-RFEH)-9-
V-3, 9-—REXFK-[4.2.1]-FR T2 HHELESH. Mp. 123.7
T,

(HD3-B-REE)-9-FH-3,9-—REMHK-[4.2. 1]-Fk #H¥#
cBE (A4)
A AZFE, R1I-BRA-BEXAREY. ARAERAY 3-(3-
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RERX)-9-FRA-3,9-— KL WHK-[4.2. 1]-FHf 3-(4-REHL)-9-
PH-39-—RLNIFK-[4.2.1]-F T4 &EHZLESW. Mp. 138.6
C,

()3-U-=FFERIEFHE)-9-FH-3,9-— & FEN3F-[4.2.1]-
£ (A5)

B AR &, R 1R A-REAREY. AR B RF T4 3-(3-
ZRAFTAEEXR)-9-FH-3, - R nHK-[4.2. 1]-Fkf 3-(4-=
RPERAEA)-9-FH-3,9-—REHF-[4.2. 1]-FRk ¥ 25 & Bk
oW, WA E Ak,

(HD3-GB-=RFEEFE)-9-FHX-3,9-—KFEXK-[4.2.1]-
£ %% (A6)

BEAEHE, R I-BE-4-AEXAREY. AR ERFH 3-(3-
ZRAFTEEEXL)-9-FH-3,9-— KL MHK-[4.2. 1]-FK#F 3-(4-=
FREAFEL)-O-FH-3, 0-—RLWNIFK-[4.2. 1]-ER+FH & Hizit
o4, N B A mR.

(£)3-CGEX)-9-¥H-3,9-—REXHF-[4.2.1]-F% ALK
& A7
A A EH 4. Mp. 143.9T.

(£)3-(3-F EH)-9-FH-3, 9-— R ERHK-[4.2.1]-Fk
8B (A8)
W AERNE. FRSYR.

(£)3- (3o )-9-FH-3 9-—fEX¥-[4.2.1]-F% #3}
&% (A9)
ARIE A x4 4. Mp. 113.8-125.4T.
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(£)3-(3-£%X)-9-FH-3,9-— R EMHK-[4.2. 1]-F% #¥
& 3%E (A10)
I A XM 4. Mp. 88.6TC.

(H)3-(4-BXEX)-9-FHA-3,9-—REwHF-[4.2.1]-F8K 2§
&3 (A1)
ARIE A EH 4. Mp. 178-181T,

()3-(-%3% 2-EppH)-9-FH-3,9-—RELNK-[4.2.1]-F
o BEIERE (A12)
ARIE A EH 4. Mp. 135.4T,

(1)3-2-HH)-9-FH-3,9-—RLEMX3F-[4.2.1]1-Fkx #Z£H%
B (A13)

AREAERE, L 2-8 D HREW B 43R [Angew. Chen. Int. Ed.
Engl. 1995 34 1844], L& 4eA 2-BFE - TEABAH BN, Mp.
172.9C,

(H3-C-%HHA)-9-H-3, 9-— R L xHF-[4.2. 1]-I &
(93-(2-%H)-10-¥H#-3, 10-—f e n3F-[4.3. 1]1-%%
(H3-(2-%£)-10-H-3, 10-= K2 3K-[4. 3. 1]-K¥%
VAR 77 i 4

(D3-2-HX-9-8H)-9-H-3, 9- =K X3¥F-[4.2. 1]-F &
(D3-(2-%H X-9-8K)-9-H-3, 9-— KL MNK-[4.2. 1]-+ K
(H3-(2-HA-9-8K)-10-FX-3, 10-—H L XK-[4.3.1]-%

|

(D3-(2-HA-9-8A)-10-H-3, 10-= & L W 3K-[4. 3. 1]-B5
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AR A K, M 2-2% 445,
B %

()3-(3,4-— KK HK)-9-H-3,9-— KL W3FK-[4.2. 1]-Fjx 3
MEk&kE (Bl

¥ 3-(3,4-—fKEHA)-9-FH-3, -~ KL MK-[4. 2. 1]-Fk &
(0.50g, 1.8 mmol) , 1-RTE-AFEE (0.63g, 4.4 mmol) #e
ZWX (10ml) 9BRAED D AEH 24 I W, L EMATE (10nl),
FEABEH S AN, REELZEEMALAMNS (50n1; IM) . A
LBRTE (2 x40ml) FREZBREAGY. A& FK. FEFERAK
(89:10:1) AR EL#FE#ESLH, THEZWO0.14g, FHE29%. In
ADEPEBRBFGLERTEGRSGR (9:1) 5, THMAEGH.
Mp. 222.3T.

(£)3-%( A -9-H-3 9-— R EnNHF-[4.2.1]1-F% P xHH
(B2)

38 B EH &, Mp. 216.5TC.

(£)3- (3-5FEHA) 9-H-3, 9-— R EeRNIF-[4.2.1]-F% #¥H%
3 (B3)
A3 B 44, Mp. 181.0-182.3T,

(£)3- (4-BEXHK) -9-H-3,9-—RKERHF-[4.2. 1]-FENA %
B3 (B4)
#3E B 4 &. Mp. 212-215TC,

(£)3— (3-vbok ) —9-H-3, 9-— R A XHF-[4.2. 1]-EHEH &
B3 (B5)
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F 95C # ( +) 3— ( 3—kok it ) -9-P R -3, 9-— K e M3K-[4. 2. 1]~
3% (2.77g, 10.4mmol ) , —ZABR=—HK & (8.2nl, 51. 8mmol)
AR (50ml) H9REBEMF 75 24, MAARAAKE R (50n];
IM) JFA & (5 x30ml) FREZEREW O K. AREWA KT Ik.
VEf R &K (89:10:1) AR L#TEEL B, THAXDZAGAHE
BEY, MARZERRBRIEFGLEPTENRSR(9: D) 5, TH
WmEE. F20.77 g, 29%. Mp. 195.9T.

()3-[(G-fmw-3-4)-5-A T Ao -3-X]-9-F%-3,9-
ZREMHK-[4.2.1]-F% (B6) #=

(£0,0-%-[5- (9-FHX-3, 9-— R LMNHF-[4.2. 1]-F5%-3-3%)
-3 A - o BmERk&EE (B7)

T 130C# 0, 0'-— (5—-F 32 K)-Z =585 (2.0g, 7. 0mmol),
O-FHK-3,9- =R EM3K-[4.2. 1]-F*% (3.9g, 28. 1 mmol) , HEE4H
(4.6 g, 14.0mmol ) , 483% (0.050¢g, 0.053mmol) , Z &4 (0.050
g, 0.22 mmol) , 2-BR¥X-—-RTHEM (0.05 g, 0.17 mmol) F==—
BRTEMBE (0.05g, 0.25 mmol) ¥REBEHIR., MAGALAK
A (50ml; IM) . BB (5 x30ml) FRZEREW 5 K. HRESY
ZHERBER_RPh. TEARAK (89:10:1) £k L#iTé& &y
B, THMEBABANAHERGFRZH (A), F£0.40g, 20%,
Fo (B) £%0.40g, 15%. MARNEHAEBIAF LA TEHG RS
% (9:1) B, THBAEMIE. Mp. 84-838T.

(90,0-%-(5-F-3-%wh) -2z —%

T 80CH . —% (138.4g, 2.23 mol) #44 (12.3g, 0.53 mol)
HRASMBEH 4 AP, 3,5-—8 ke (66.0 g, 0.45 mol) Fo— W
ER (300ml) BEF 1I0CHEFF 104 I, AHEZEE. WALAL
#kmEk (IM; 600 ml) . EHIIZTEREY. THEFLHGFHL
44 (8.7 g, 6.8%) . Mp. 136-138TC.
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C i

(£)3-(4-FA-2-5ohkL)-9-FHA-3,9-— R EXHF-[4.2.1]-F
B Pk E&EE (Cl)

F 140C ¥ 4-¥ % 2- 859k (6.33 g, 35. 7mmol ) F= 9-F 3-3, 9-
Z R m3K-[4.2.1]-F% (5.0g, 35.5mmol ) #§ LK BEBEH 2.5
I, AFHFEFER. MAKLAALAKER (100nl; IM) . ATE (3
x100ml) ¥RiZBASY 3 K. ARSPIE_A Tk, FEPRAK
(89:10: 1)K L#ITE#EL &, THRAFBERNIFETH 5.7 g,
100% . MARERARBROPHLBRPTEGRSR (9:1) B, THF
MME& %, Mp. 179.3T.

(£)3-(6-FE-3-2%EK)-9-FH-3,9-—KEXK-[4.2.1]-F
 mPEHE (C2)
B CEHELE, REEEHR120C. Mp. 140-1417T.

(£)3-(6-AHA -3k E)-9-FHX-3,9-—KERHK-[4.2.1]-F
% #&Em (C3)

EEABELA AN AZEMNMIE CE44. Mp. 148.1-149.9
T.

(£)3-(6-% K -3-vkkA)-10-FHA-3, 10-— R RXIFK-[4.3.1]-
25 P ERE (CH)

M 10-F E -3, 10-= K e MR- [4. 3. 1]-BRrAREHRE C X4
%, BRREEEH 120C, Mp. 140.8-148.0T.

(£)3-(4-AEER)-9-FH-3 9-—RKEMNK-[4.2.1]-Fkx #
¥ & & 3 (ChH)
EIECHEHE. Mp. 196.1T.
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(D3-G- =R FEFH)-9-¥HA-39-—RELRX¥K-[4.2.1]-F
Yt 3t & & 3 (C6)
I CHERME. Mp. 165.0T,

(D3-G-REFHE)-9-FH-3,9-—RENIK-[4.2.1]-E%
HE®ECT)

- AR, B (D3-U-AEEERE)-9-FH-3,9-— &L
3F-[4.2. 1]-ERZEL /A RHF. Mp. 91-93TC.

(D3-4-ZHmAEEFRE)-9-FH-3,9-— KL X3K-[4.2.1]-F
bt L EEE(C8)

ALBEARE., —RAFVRARLEEMN, B(5)3-4-KHEX
K)-9-FHR-3,9-—KENHK-[4.2.1]-FRELB®ILWF. M.
130.0-132.47T,

(#)3-[4- (-t B A XX )]-9-F K -3,9-— K £ XK
-[4.2.1]1-F% #IF L& 3¥E (C9)

A—WEPEEAEM, £80C, d(H)3-4-&AFXHK)-9-FH
-3, - R EMIR-[4. 2. 1]-F %, 1, 4——3&-T R fo 5% 8 47 f #1475 Mp.
141.5-143.6C.

D #*

(+)3-(6-8-3-wboe 3 )~10-FH-3,10-— KL RHFK-[4.3.1]-%
W #EAEKEE (D1); F

(£)3-(6-2-3-wtw A£)-10-H-3, 10-— R 2 XK -[4. 3. 1]- %%
#PAEBE (D2)

F 0CH () 3-(3-wbse £)-10-FPH-3, 10-— K L w3K-[4.3.1]-
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A% (2.15¢g, 8.8mmol) , NBS (1.57 g, 8.8 mmol) ##Z# (50 ml)
HRASWIEI 2 D . mALAMAKER (30n]; IM) . RBLE.
ALK (2 x50ml) FRiZBEW 2K, AREGHWE_LKTFIR. TR
RRAK(89:10:1) ik L#TEEL &, THARERIIFEATY.
ZHRB A M ES I AP EGIRA. (3-(6-5-3-we k) -10-F 1
-3, 10- =R MK -[4.3.1]-%5) % 0.40 g, 15%. MmARIEH
RBRAFG LB TEGRAR (9:1) 6, THMAENGE. Mp. 179.0
T. (3-(6-#-3-wbew X)-10-H-3, 10-— R L M H-[4. 3. 1]1-& %) =
20.16 g, 6%. MARERARBREPYGLEFLTEGRESK (9:1)
B, TiHimpeik. Mp. 209.6-214.6T.

(£)3-(3-wber A)-10-H-3, 10- =R e X3 -[4.3.1]-84% £
ZBRE (D3)

MK 3-(3-wbsg ) -10-F K3, 10-— R L X HF-[4. 3. 1]-Z R HED
¥4, B NIS(mdE NBS) , EABPEAAL®MRE LR, Mp.
179. 7-183.3TC.

(£)3-(6-(KX-3-wbw£)-10-H-3, 10- — R X FK-[4.3. 1]-%
o st kBmE (D4)

M 3-(6-F FH-3-be L) -10-F A3, 10- = KL MN3FK-[4. 3. 1]-%
PARIE D £ &, ANIS (®IENBS) , AR FTRAHRE L F.
Mp. 1857,

(2)3-(6-AEH—2-v&ok E)-9-H-3, 9-— R L M 3-[4.2. 1]-F %
# & »_ (D5)

WD EFE, ANIS(@mIENBS) , HAMKFTEMLARLLR
1.

E &
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(+)3-(3-wbor ) -10-FH -3, 10-— & e W 3-[4.3. 1]1-B%x
AhkEmHE (E1) ;

F 180C # W 3-AMrT (8.74 g, 90 mmol) F» 10-¥ 3-3, 10-— &
e 3R-[4.8.1]-%% (13.9 g, 90 mmol ) #JR S H 48 I 8. K
FEFREMANSRALAKER (50nl; IM) . AZE (2 x100ml)
EREBASY. BL TR, PEAKREAK (89:10:1) Ak Li#fy
B&Eki, THBRHFERASY (5.5, 24 mmol) , FF 26%,
B AmEeEA k8. Mp. 144.4-154.47TC,

(£)3-(3-r)-9-FH-3,9-— K ENHF-[4.2.1]-Fix ##H
B3 (E2);

A 9-FRE-3 9-— &K wHK-[4.2.1]-F#E E HH4&. Mp.
170-172C.

(£)3-(6-FR -3 HE)-10-FHA-3, 10-— K EXHF-[4.3. 1]-%
R P ERAE (E3) ;

¥ 3-(6-38-3-wbve ) -10-F -3, 10-= K F M3 -[4. 3. 1]-F3%
(0.52 g, 1.7 mmol), *k# & (20 ml) Fefib47 (5 g) HREWH
A 21 £, MALEALAKEZR (30n]l; IM) . HLERLE (2 x
40ml) FRZBAOW. 24 FR. FTEARAK (89:10:1) A&k
FHATHEELN, THEEETW0.29g, 6%. WMAERE R
Feth LA PR RASR (9:1) B, THRMMEEG®E. Mp. 170-174T.

F %

(£)3- [6-(2-FEXF8AL)-3 b X]-9-FH-3,9-—KEXHK
~-[4.2.1]-F% #EHERE (F1)

F 110C ¥ 3-(6-3%-3-wber £ )-9-F¥ X -3,9- = K & A 3K
~[4.2.1]- + % (0.50 g, 1.7 mmol) , A F X T Bt X o1 &
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(o—toluylboronic) (0.35g, 2.55mmol ), BB 474 & (2.6ml, 1.7

mmol ) , 1,3-7% =5 (0.37ml, 5. 1mmol), 483 (16 mg, 0. 017mmol )
[Angew. Chem. Int. Ed. Eng. 1995 34 1844], ¢ &4e (7.6 mg, 0.034
mmol) , =R T (6.8 mg, 0.034 mmol) F—8.<%% (2 nl)
Qe EH 3D H., MALRAALAKER (5nl; IM) . ALKRTE
(2 x4ml) ¥RiZBRAY. Z_RFR. FPEEFKEK (89:10:1) £
RREFABEEZRLL, THFEERZH 0.35g, 68%. MARUEH
KRR LR TEAREGR (9:1) &, THMAEGE. M.
1565. 2-160. 57T,

(93— [6-C-FEIE-¥H)-3 wber A ]-9-¥H-3, 9-— f L WK
—[4.2.1]-F% #PAEBEHE (F2) ;

M 3-(6-38-3-ter ) -9-FH -3, 9-— R L MN3K-[4. 2. 1]-E 54
#F%&H&. Mp. 87.7C.

(93- [6-(4-—REA oA -FH)-3 wbr A ]-9-FH-3,9-—&
ZxXF-[4.2.1]-Fk P E&% % (F3);

M 3-(6-38-3-wber BK)-9-FH -3, 9-— R L RF-[4. 2. 1]-F 54k
#F#E44&. Mp. 165.0C,

(£)3-[6-Q-%fEmpi)-3 wber X]-9-FH-3 0-— K LMK
—[4.2.1]-Fk #HA k&% (F4) ;

M 3-(6-38-3-beE ) -9-F K -3, 9-— R M 3F-[4. 2. 1]-F 54k
3 FE#4%&. Mp. 190.1C.

(£)3-[6-(-FEmpit)-3 b X]-9-FH-3,9-— & % A3
—[4.2.1]-F%&% #HE®E (F5) ;

M 3-(6-i-3-mber JK)-9-F -3, -~ R L M IK-[4. 2. 1]-F 4k
#F %&4#4%&. Mp. 160.9-165.5T.
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(+)3-[6-(3-wheg 3£)-3 wheg FL ]-9-F £ -3,9- = & % N 3K
-[4.2.1]-F% Ak 8& 3% (F6) ;

M 3- (6~ -3~ K)-9-FPH-3, - — K NHKF-[4. 2. 1]-F 54k
& F &4 4. Mp. 158.9-161.8TC,

(+)3-[6-(3-AH X HK)-3 mbw K]-9-FH-3,9-= f F XK
—[4.2.11-F% #HL&E (F7);

M 3-(6-32-3-o ) -9-F H -3, - — K X X F-[4. 2. 1]-E X4k
3 F k44 . Mp. 205.0-206.9C.

(£)5,5°-R-3-(9-FH-3,9-— fLm3HF-[4.2.1]-F4) -2, -
Bwkee (F8)

F3-(6-Buber ) -9-FH-3, - — R m3F-[4.2.1]-FK% (1.0 g,
3.4 mmol), NFHA =4 (0.35 ml, 1.7 mmol) , W - =X 4 (0)
(78 mg, 0.068mmol), #AL4 (1.0 mg, 6.8 mmol) , Fo & NKI
(10ml) RGP ABEFIR. MALEALAKER (501; IM) .
MLERLE (2 x4nl) FREREGYM. 28 FkK. PEAFRAK
(89:10:1) &K L fTHE# 4, THEARTH0.36g, 50%.
AN RBAPH LEATENRASXR (9:1) B, TEMAEGE.
Mp. 206-208T.

(D3-TEmA-9-XFH£-3, 9 —KExx-[4.2.1]1-F8&

FTEBH S-EFE-3,9-—H5m3Hk-[4.2.1]-F5(.0 g, 23.1
mmol), ZBRAEF (3.54 g, 34.7 mmol) #—R F i (50 ml) R4S
BH 3. ZAREGWIFMALEAHKER (2001; IM) . AL
B (430ml) EREZREY. T HFA5H 5.96g, 100%.

(D3-Z8HE-9-H-3,9-— KL M¥K-[4.2.1]-F%
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EAARTH 3-TEA-9-FFH-3,9- = REXK-[4.2.1]-F
¥ (5.9 g, 22.8 mmol), 48-% (0.60 g, 5% ) #Z & (100 ml) #
BRAAMEEH 24 D, ZoR TR, FEAREAK (89:10:1) Ak
L# TR EE A, THRESHRTW2.73g, T1%.

($)3-ZBEFE-9-(6-FH-3-v&% K )-3, 0-— KL MIHK-[4.2.1]-

&

¥ 3-uEHE-9-H-3,9-— R L MHF-[4.2.1]-F 5% 1.22 g, 7.3
mmol), 3-R—-6-FKJMvk%. (1.38¢g, 7.3 mmol) =& %5 (10ml)
MREGAEABEHIR. ARFHZ (TR, PEREAK
(89:10:1) fatfix L f7H & E 44k, THFEEH~W 0.50g, 21%.

(#)3-H-9- (6-F K -3—vkar ) -3, -— KL X3}F-[4.2.1]-F%
EHE®E (F9);

W 3-TEH-9- (6-F K3k ) -3, 9-— K pMHK-[4.2.1]-
E5(0.50 g, 1.6 mmol) R L MB RGBSV EARE 7T X, BX
ma%ﬁmA%%m%ﬁg&(wm IM) . A= ¥R (3 x30ml)
FRIZRAEY. 2 FR. PEPREAK (89:10:1) Al Li#f
B &3 5L, Tﬁ%%ﬁf%oz@,m%'mAukm¢&%#%
LA PR REG®R (9:1) &, THMEGRE, Mp. 222.0C.

(H3-FH-9- (6-FkHK-3-k}i) -3,9-—fEMI}F-[4.2.1]-
5 P E&E (F10) ;

# 3-H-9- (6-FFA-3—v&%K) -3, 9-—RKLMK-[4.2.1]-F%
(0.15 g, 0.53 mmol), ¥& (5 ml) A FEKER (5 nl) HRAY
HARF 1 I H. BELARESYFmALEAAKERE (20m]; IM) .
MUBLE (3 x30nl) ERZRLY. 24 FK. FERKEAK
(89:10:1) fatfix Lt T &35 %dt, THRHFEBH =W 0. 14g, 88%.
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AL R BN LA TEGRAR(9:1)E, TAMEHHE.
Mp. 153.8TC,

1 A LR THF AT EW:
( ¥)3-(6-%mA-3-wbvr K)-9-H-3,9-— R = RN3K-[4.2.1]-F

() 3-(6-FAKA-3-wR)-9-FHR-3,9-—KEXHFK-[4.2.1]-
5

( ) 3-(6-(# A -3-wtww £)-10-H-3, 10-= K L N IK-[4. 31]-%
5

( £)3-(6- K B A -3-wbww A )-10- ¥ 3 -3,10- = & £ KX 3K
-[4. 31]-%¥%;

(£)3-(6-mre ik —2-A st -3-wbow X)-9-H-3,9- — K XK
-[4.2.1]-F¥&k;

(£)3-(6-wber ik —2-H sk -3-wbeg L) -9-F K -3, 9- = R L WK

-[4.2.1]-F%
( £)3-(6-her #k—2-H A —3-wbee £)-10-H-3, 10— = £ £ M3
—-[4.3. 1]-%3%;

( +)3-(6-mbRAE-2-HAAHE -3 H)-10-FH-3, 10- =K HE X
3R—-[4.3.1]1-%%%;
( +)3-(6-wbor A -3-A A A -3-wbeg £)-9-H-3,9- — & £ A 3F

-[4.2. 1]1-F¥%;
() 3-(6-wbrr A -3- A A K -3-wter A)-9-FH -3, 9-— & F NI
-[4.2.1]1-F&;

( +)3-(6-wboe X —3-K A A -3-wbew ) -10-H-3, 10- = £ £ ®3F
~[4. 3. 1]-%3%;

(1) 3-(6-owit-3-A B A -3-wbm 4)-10-FH-3, 10-— K LR
#-[4.3.1]-%3%;

(£)3-(6-wbw ik —4-F A A -3-wbow 2 )-9-H-3,9- — R £ MWK

56



01812100. 4 o P ZE53/63m

-[4. 2. 1]-F3%;
() 3- (6ot h—4- B A -3 &) -9-FHA-3, - = R R WK
-[4. 2. 1]-FE%5;

( £)3-(6-whog A —4- A s -3-wbeg 35 )-10-H-3, 10— = & 2 M 3R
~[4. 3. 1]-%&%%;

*-[4. 3. 1]-%8%;

( +)3- (6—F#B A -3t ) -9-H-3, 9-— K X3f-[4. 2. 1]~
E ¥t

(£)3- (6-k#sE-3-mwE)-90-FE-39-=&FNK
—-[4. 2. 1]-F¥%;

( £)3- (6- X s Bt & -3-wt o & )-10-H-3,10- = & % M 3¢
—[4.3. 1]-%%;

(+)3- (6-k &’ -3-wbvT 3£)-10-F X -3,10- — & & XK
—-[4. 3. 1]-%¥%;

( £)3- (6-wbrww th—2-#k B K —3-wbeg ) -9-H-3, 9- = & J W IR
-[4.2. 1]-%&¥%;

(£)3- (6o ih—2- K s E-3-wber L) -9-FH-3,9-— K LN
#*-[4.2. 1]-F%%;

( #)3- (6-wbrih-2- X s sk & -3-wbow 3L) -10-H-3, 10- = & F &
#-[4.3.1]-%%;

(+)3- (6-wbme F—2-FLahmt i -3-wbee &) -10-FH-3, 10-— &K £
-4, 3. 1]-%K8%;

( £)3- (6-wtowih-3- K st -3-wbow ) -9-H-3, 9-— R L W3R
-[4.2.1]-F3%;

(£)3- (6-wbeeh—3-Astst i -3-mbee £)-9-FA-3, 9-— KL N
#-[4. 2. 1]-F5;

( £)3- (6-wemwit-—3-Hahm -3t ) -10-H-3, 10-— K X
#-[4.3.1]-%%;
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(%) 3- (6—wrtHh-3-Hasb A -3-wbo ) -10-F K3, 10-— R/ %
W ER-[4. 3. 1]-%3%;

( £)3-(6-wbow —4- K # L -3-mbeg 3L )-9-H-3,9- = & & R
~[4.2. 1]-F%%;

(£)3-(6- A -4-F K -3 ) -9-FH-3, 9-— KRR
-[4.2.1]-F%

( +)3-(6- vu: T AR -4- 3R AR 3 -3 ee 3K ) —10-H-3, 10— = & Z ;3
—-[4. 3. 1]-%3%%;

(£)3— (- E—4- KB A 3w E)-10-FH-3, 10-— K L X
#-[4.3. 1]-%%;

(£)3-(6-(F 43— )-9-H-3, 9-— K L X 3K-[4.2.1]-F
ps N

(H)3-(6-FRKFE-3-wwA)-9-FE-3,9-—RKFEN3F-[4.2.1]-
¥

( )3-(6-F &AL -3-wbow A)-10-H-3, 10-= & F M 3%-[4.3.1]-
B

( £)3-(6-%k & A -3-wbwg £)-10- ¥ % -3,10- = & £ W 3¢
~[4. 3. 1]-%%%;

( £)3-(6-wtow h—2- & R HE-3-bw £)-9-H-3,9- — & Z MK
~[4.2.1]-%&%;

(£)3-(6-rwk-2-ERA-3-mwHA)-9-FH-3 9-— K LMK
-[4.2. 1]-F3%%;

( £)3-(6-mo 2 -2-FK KA -3-w7 & )-10-H-3, 10- = £ % M 3¢
—-[4. 3. 1]-%%%;

( #)3-(6-mese K -2- A KA -3 ) -10-F -3, 10-=— & e
#F-[4. 3. 1]-%%;

(£)3-(6-hme A -3- K KA -3-wtow & )-9-H-3,9- = & 2 M 3%
-[4. 2. 1]-F%&;

(£)3-(6-toe K -3-ARE-3-WHA)-9-FH-3,9-— KL NIK
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-[4. 2. 1]-F%;

( £)3-(6-wbre -3-HL K HE-3-wv@ £)-10-H-3, 10- = & J M3k
~[4. 3. 1]-%¥;

( £)3-(6-wbor K -3-% A -3-wbw ) -10-FH-3, 10-— &K L%
*-[4. 3. 1]-%%;

( £)3-(6-wbw K -4-H KA -3-wbeg £ )-9-H-3,9- = & & K
-[4.2. 1]-F%;

(£)3-(6-mmf-4-HAX-3-bw £)-9-FE-3, 9-— K X3
-[4.2.1]-F%;

( £)3-(6-wboe h—4-F R/ HE-3-wbsT £ )-10-H-3, 10-— & Z & 3R
~[4. 3. 1]-%%;

(£)3-(6-me A—4- KA HHA -3 A)-10-FH-3, 10-— & E N
#-[4. 3. 1]-%%;

(£)3-(6-%( K- B AKX -3-wbwwH)-9-H-3,9- = & F ® 3K
-[4. 2. 1]-F%%;

(£)3-(6-(X-THAEFE-3-wA)-9-FH-3,9-= & F WK
~-[4.2. 1]-F¥%;

(£)3-(6-K A -T B A HK-3-wtww L )-10-H-3, 10- = & F AR
-[4. 3. 1]-%¥%&;

(£)3-(6-F A -TBAA-3-RHE)-10-FH-3, 10-— KL AWK
—-[4. 3. 1]-%x;

() 3-(6-wtre—2-A-TBER I -3 ) -9-H-3, 9-— K L MK
-[4.2.1]-F%;

(#)3-(6-h—2-KA-TBAX -3 H)-9-FH-3,9-— K&
HR-[4. 2. 1]1-F;

(£)3-(6-wbo—2-A-ZH A K -3t L) -10-H-3, 10- =K L
#-[4.3. 1]-%8%;

(£)3-(6-wbme—2-H- TR KK -3-wheg ) -10-F £-3, 10-— &
Ze X 3R-[4. 3. 1]-%%;

59



01812100. 4 oM P ZE56/631

( +)3-(6-mrT-3-A-T BRI -3 L) -9-H-3, 9-— & F WK
-[4.2.1]-F%;

(£)3-(6--3-A-TBRK-3-k)-9-PH-3,9-— K&
M ER-[4. 2. 1]-F5;

( +)3-(6-mT-3-A-T B AKE -3 ) -10-H-3, 10-— K £ X
#-[4.3. 1]-%%;

(£)3-(6-w-3-A-ZBAK-3- T H)-10-FHX-3,10-— &
e IR-[4. 3. 1]-5¥%;

( ) 3-(6-m-4-K-TBRA-3-9bow ) -9-H-3, - — K L M 3R
-[4. 2. 1]-%&¥%;

(£)3-(6-bm—4-K-TBEAL 3w E)-9-FHE-3,9-— 8%
MER-[4.2. 1]-F%; |

( £)3-(6-w"—-4-A-CBRA -39 i) -10-H-3, 10-— R e
*—-[4.3.1]-%%K;

(£)3-(6--4-FK-TEBEAEE-3-X)-10-FX-3, 10- =&
Fe M ER-[4. 3. 1]-%8%;

(£)3-(6-kKAK-3-wtew K)-9-H-3,9- — R e M #-[4.2. 1]-F
s

(D3-(6-FAX-3- e h)-9-FH-3, 9-— K xx-[4.2.1]-
£,

( £)3-(6-F &KX -3-wtww £)-10-H-3, 10- — R X3 -[4. 3. 1]-
B¥;
(£)3-(6-F & A -3-wbew £ )-10-F A -3,10- — & & XK
-[4.3. 1]-%%;

(+)3-(6-wbow—2-F-A K -3-wbw L)-9-H-3,9- — & £ XK
-[4.2.1]-F%k;

(2)3-(6-tow—2-H-A K -3 X)-9-FHE-3,9-— KL AK
-[4. 2. 1]-F%;

( £)3-(6-wto—2- K -F A -3-wbw K )-10-H-3, 10- = & F A 37
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-[4.3.1]-%%%;

(£)3-(6-brw—2-F-A A -3-wbwe L)-10-F H£-3, 10-= & L %
7F-[4. 3. 1]-%¥%;

( £)3-(6-whot—3-F-& A -3-wbww &£ )-9-H-3,9- — £ F NI
-[4.2.1]-F%;

( £)3-(6-tow—-3-A-AH-3-mbw £)-9-FX-3,9-— & L N3K
-[4. 2. 1]-*F¥%;

( +)3-(6-wbwe—3-F - X -3-wbsr £ )-10-H-3, 10- = & F& 3%
-[4.3. 1]-%4%;

(£)3-(6-vbrpe-3-A-F A -3-wber H)-10-FP£-3, 10- =& £ X
#*-[4.3. 1]1-%%;

( £)3-(6-wbww—4-% - & % -3-wber X )-9-H-3,9- — & £ X 3R
-[4.2. 1]-F¥k%;

(+)3-(6-ws—4-FK-EFX-3-wbve })-9-FH-3,9- = § % WK
-[4.2.1]-F&;

( 2)3-(6-wbwe—4-H -8 % -3-wbee £)-10-H-3, 10- — & & XK
~-[4.3.1]1-%¥%; &

( +)3-(6-wog—4-A-A K -3-wber X)-10-FHA-3, 10-— K E R
F-[4. 3. 1]-%¥%;

(£)3-[2-(1,8-=—R L AHX)]-9-H-3, 9-— KL M3K-[4. 2. 1]-F
%c;

(£)3-[2-(,8- =& F# XA EA)]-9-FA-39-=RKFERXK
~[4.2.1]-Fk;

(£)3-[2-(1,8-=& £ EHX)]-10-H-3, 10-— & X3k (4. 3. 1]-
B

( £)3-[2-(,8- =& £ A EX)]-10-F X -3,10- = &K £ XK
-[4. 3. 1]-%¥;

(93-[2-(1,5-= K A2 HX)]-9-H-3, - — K 2 W3;F-[4. 2. 1]-F
5;
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( £)3-[2-(1,- = R & XA A )]-9-F X -3,9- — & & %
-[4. 2. 1]-F¥%;

()3-[2-(1,5-= &L ZXHX)]-10-H-3, 10-— & F w3 -[4. 3. 1]-
R¥;

( £)3-[2-(1,5- =& £ EZX)]-10-F £ -3,10- = & £ %X %
-[4. 3. 1]-%%;

()3-[2-( N-FR-vFek X)]-9-H-3,9-— KL XHF-[4.2.1]-F
psN

(£)3-[2-( N-FHE-F ) ]-9-FHE-3, 9-— KL X %K-[4.2. 1]-
F ¥t

( )3-[2-( N-FR—vFed J)]-10-H-3, 10- = & J M3 -[4. 3. 1]-
Bt

( £)3-[2-( N-F A -vFmk K)]-10- ¥ % -3,10- = & & ®3F
-[4.3.1]-%¥%;

(#)3-(2-=K &) -9-H-3, 9-— f Fe M3K-[4. 2. 1]-F%;

(£)3-(2-=FFEpHr)-9-FH-3,9-—KERHK-[4.2.1]-F+
¥

( £)3-(2- =% %E%HK)-10-H-3, 10- — &K F W3k -[4. 3. 1]-%
%%;

(£)3-(2-=FK & RX)-10-FH-3, 10- = & L N 3x-[4. 3. 1]-
Bk

(H3-(2-—% kv i)-9-H-3, 9-— KL X HF-[4. 2. 1]-L5;

(£)3-(2-=K kb i’)-9-FHE-3,9-— R ENHF-[4.2.1]-F

(+)3-(2-=% = whH)-10-H-3,10- — & F M 3K-[4.3.1]-%
¥, XE

(£)3-(2-=%=kvhik)-10-FH-3, 10- =& e X 3K-[4.3. 1]-
23
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g3t 2
4 FEHN
J B R ARS8 Bk CH-5-& & B (°H-5-HT, 5-F & k)

AERAMEN 5-F&REHET/BBALE T BN R RR K P
FB -RERRLENEE T, EA, TER S-BEKGTBRER
BB Z 5~-REBHETELSEGOEME.

BRI, SBEMAYE0ATHT. THEIRXE T, AL
HMBHGREERCHFAE 100n]l KA 4L 1M TR & BFE
(pargyline) 65 0. 32M E#BE & T 9 R A M Fistar X & (150-200
KA E 5-10 #'. TEARFEAFEN LKA EHEy
., BAXH T 1000 x g 3 10 54, REH, F—F R 27,000 x
g BUH054. BHRLEF, RAAAMH (L 96%0,: 4%CO° H K -F4
£ 30 4°4F) #5 Krebs - Ringer 335 % ##%& (& L4A4% 1000nl) &
&, & pH 7.2 4 122 mM NaCl, 0. 16 mM EDTA, 4.8 mM KC1, 12.7
mM Na,HPO,, 3.0 mM NaH,PO,, 1.2 mM MgSO:;, 1 mM CaCl,, 10 mM &
Hf 1 oM Ik B,

AEN 4.0 nl GAEZEF R FRA 100 p 1 AEKEZRM 100 pl
H-5-HT (1 nM, &% E), RAUBEITCHEF 30 24. AEHKEL
(1uM, 4RE) AZERFHBKE. RELERERABBAAIA
# Whatman GF/C 3 IB4 £EE, M 5 nl k4485 0.9% (w/v) NaCl &
B3ALEFERE., AFARRAKBMNZEZANASSERS. L&
BB B, - 3F 4 51 b BOBA T 45 4 1 BUKCAL.

B ICoZH, SRR FHELEEE 25-75% 4.

2 b A XA A 1Cs (50 % 4] *H-5-HT 694 F £ 465 BKE %
R E (pM) ).

. o 1
I1Cs = (ﬁﬁ)ﬂﬂqﬁigiﬁﬁﬁﬁﬁ, uM) x

Co

(e
AP CANBATHFFELES, CAHANBAPHFFBLEL(%

HARFAREHAHIAFTAHTNR) .

-1)
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BERXBFTTAIL

%1

o4 fe44 No. |°*H-% P L% (CH-NA)
Bl IC 1A (n M)

3-(2-kak k) -9-FHE-3,9-= & 2 0.013
Ze -4, 2. 1]-E5%;
3-(3,4-=R¥HX)-9-¥&-3,9- Al 0. 032
ZREMF-[4.2. 1]-FK;
3-(6-A R -2-Fgk K)-9-F R C3 0.0037
-3,9- = & 2k MK -[4.2.1]- %
P ,
3-(2-FH)-9-FHA-3,9-=&%& 1 0. 04
R[4, 2. 1]-F%;
3- (3—&ak k) -9-H-3,9-= &% B5 0. 049
R[4, 2. 1]-F¥;

%] 3
P FENR
EZARIH - FRBES P H-c - BT RFEGLEESG LR
PHRAL PGS Y RLB BRI G ET.

oI 4] CH-FRBLE &

A TAMEHROCHARTESATHRELBETKREE. YEF
THSERINEIEZER Ha, b, BXAR. THEEF THREMN H-
B 420 Ok % 45 M 3 AR 38 5 69 nAChR.

F IR A 0-4THAT,

A Ultra-Turrax 4 # 2K 4K Fistar X & (150-200 g) 65 K& &
EAEAA 120mM NaCl, 5mM KC1, 1 mM MgCl.#= 2.5 mM CaCl, &5 15ml
Tris, HC1 ## (50mM, pH7.4) ¥4 % 20 #. 4 %Pl 27,000 x g
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S 10 54, BRLE, EHEARTERERR, BAFS. &
MR E &R (35nl HRARBAR) €&, FATLELEB.

FMHEM 500 plHBEEFRPMAN2 pl FBKERM 25
I'H-%## (1 oM, 4RE), RABE 2CHF 90 24. AG)-
RET (100 pM, %k E) MEEFHFRES. BFLEKERM 50l
KA R ABEBIARA Whatman GF/C EIBF LERF LM
6 2X5ml 8 NaCl BRELAEE. ATHARRNFEENZTEEANK
HE. AELEGRLERAULELSTHHEFHLES.

b R XA A 1Cs (50% 34 H-BF #6940 B K %
BERE (uM) ).

ICo MM HBMEARL., RAEFALEYHBE, £TH
ICs Z A, sbAFEI ML A6 25-75% 4.

ICo= CHFRBMEERGEE, ni)
Cx
Lo CoAR BB b RS AT C, KB o A
(ZRAXAFEREERFIAFTATIR) .
RxEFTT4.2

(= -1)

WIrrH CH-o - F R EEGHLES

‘H- o — 4R 3 3 F K G 2 MR 4E e 4R 2R3 Bungarus multicinctus
FRFH 55565 % Bk[Mebs % ; Biochem. Biophys. Res. Commun.
1971 44 (3) 7111, %A BRERS, EXHEAIH LN G R L&
FHRAGHFER., o -RABEZAOABRFGIAEEXAKE
g — sk A 45 & 24 [Clarke % ; J. Neurosci. 19855 1307-1315].

‘H-o 4R FF QIR T XA F o, X FHEHB ARG nAChR =
AR EELY o, BXFHIKFE R nAChR [Changeaux; Fidia
Res. Found. Neurosci. Found. Lect. 1990 4 21-168]. #Zzh#tE,
PRI R E o KR WAZIA TR BLE 2 RGH5ER,
AEAEEEHTIWNMDAEE LA F BG5S ER [Seguela %, J.
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Neurosci. 1993 13 596-604].

FEREHE 0-4CTRAT,

A Ultra-Turrax 4 R BR 4 M Wistar kX & (150-200g) & % fis &
EAE4 A 118uM NaCl, 4.8 mM KC1, 1.2 mM MgSO, #= 2.5 mM CaCl,
67 15m1 20 M Hepes & 3& (pH7.5) T4 ¥ 10 £. 4 X vk 27, 000
x g B 10404, FLEE, E20 0l HEARTERRE, BAE
3, S bR ES — K. REHTRAESH 0.01%BSA 6#E 4% (35
ml H#AER) FPEEFATLELER.

W& 500 p1 BB EFRPMA2 nl MEKEREF 25 p PH-o-
BARFEE (20M, LRE), BRYBAICHT 208, A-)-
BET (1 oM, &LRE) MZEHFRLES. BAEMA 5 nl %%
#9474 0.05%PEI #) Hepes & 743k, W& ABBAR XA Whatman
GF/CHBU HEE (RAEZHET0.05%PEI ¥ £ 6 4 8), 2 A
S5ml KA EFR2IABERER. AEARRTHBNSTEZTAGK
SHE. AELGBMEERFBRESTHHRIFREL.

Z R XMEEH ICo (2 50% ¥4 *H-oa -BRIREEEGHHFH
LR XERGKE (nM) ).

ICo MW HBMEAEZ. R RARFHAZEGHBL, £ E
ICso ZH], MBI HL A4 25-75% ¥ 4.

TCoo= (FTAMKERMEE, nM) * Col
(____
Cx
EF CANRBAFTHRFRLES, CHALRATHRFRES(Z
FRXUBGAEARSHERIIF AR .
BREFTT A2

-1)
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* 2
o & - % & & |H-o 4R F
HNo. |44 10 1| B E %S 10 1L
(pM) (uM)
0, 0-—-[5-(9-FH%-3,9-— K ALMHK | B7 0.013 >10
-[4.2.1]-F % -3-%)-3-wtg A ]-C =
B
3-(6-¥%%-2-vkEK)-9-FHh-3,9-=&K| C2 >10 0.41
ZeMER-[4. 2. 1]-F5;
3-[6-(2-FXFEL)-3-wtwX]-9-F¥| F1 0. 099 5.5
#-3,9-Z KA RHK-[4. 2. 1]-FK;
3—[6—(3—%%5)—3—%%%]—9—?% F5 1.5 0. 28
-3, - R EMIK-[4. 2. 1]-E5;
3-FA-9-(6-%%)-3-wa%%]1-3,9-=| F10 27 0.8
R MHR-[4. 2. 1]-F%;
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