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Y oo T ACh 4K AR s e Brik 6
9 — MK (3.3. 1) F -2 - HHTd

AKEPFTEHE I - REXIKGB. 3D E-2-HTRiTES, €
MARET ACh AR R ELAIR. AL RLESHEA TETE TR
AR ARGYILBIL ARG R ERRFILRARK, AR, L&, +F
UMK 4% 5| AL B AR VA BAE AL S M R B A e 588 Sh

MR Z R R LBt B i AR T R FERLAY
Mbe: EFEBACh L4RFRET ACh F4K, B, XA, ERA
TN AN IR G KBS & AR ACh AR A F EILRE T ACh 4R B4k,
Et, BRETFFEETONAAEERALDAREMRLREFLESL
AREFEBACh ZARAFHF @, 22, KL, AMIHHXABLEZ6TFTR
et T ACh 2R ADHER., ARrErEEREBRERZAABLAX, Py
FHBEBERTYHFEA LY RBANBRGARRERNOTRRERE L F
MR, BREMWHERFFEANIFSG. G5, —2 CNS AT A AT Z
R G, k3 PO, ST B LR EMISES S-LEBEE, TR
¥ B AR R R AL AP 2T, PR LB R ZE T E
BRI R AR ARG EEIRR. MEFTREKEBERRBGEELT
AR B BF T ACh AR B FHR Y . AMRA, MHEN REXERA
I ERRIR P OB ARG RT, A ZR A REFT ACh
2R R . TR, ARETT ACh ZARAF ST REEKR
TART A KL B E e, mBATAEHFHEAKHAEE. RBAEHFL
A3k R B ik A18G 40 23R40, miLSMxtiX s ARG 4Th R €
1148 T s B4 58 69 4Y 2R 37 T 2K

fa2, Rttt BTRAAEAMNET RRERK, mELAME
B BREAFR Y EARLNT lemit & ik, Bk, AMARN, &
S A At ER LML R AR A ELRFKSRIE. Bk, T



98805415. 9 WOl P E2/29T

ARETZERAFHAEFATATEHREERR, RILH£ %, itk
A, AIDS- Bk, XHFMHEHERRANEZEMLR.

MEZRERLT R ZCE{ENETHEN. CERLERZHEY
— A EREZLESZCEBAEAALGRET IR L, FALTHRSF
RECEGEAIE. STHEAZHFNZGR T T T UM G ES$1K
HEE, B, RARTTZHRATATAXREMS ARG ER. £
CHETZOUEREZARRBYERIFLRLRA LR, WA, OB
ok ak KA.

BE4H (Gill de la Tourettes) LZAIERZE TAHZFFiTH R
KEEGAERARFEERK. ANRY, REALREFER K,
feHEEAERERGIBREFAEX, mB, ANRXA, RETHET
%57 B EHR A4 (Devor FA, (Hpvl 71 (The Lancet) ) , % 8670
%, % 1046 ®, 1989) .

AR ER T EOHNRK. AL EZ (neuroleptic)oH ez
A THITEXFERR. AMTRY, XSk b T2
CEBAKTEMEER. Bk, AARA, BRETTAFZLES
AP 5 5 (Merriam F A, (A% F I (Psychiatr. annals.)),
% 234, £ 171- 178 W, 1993 # Adler FA, K £ W HAy % 5 (Biol.
Psychiatry)) , % 32 %, % 607-616 W, 1992) .

CARE, BETHIAZETAHAZRERGFZARER. BkE,
ERARET TEEIHZAERLGERERA Sl ( (2T hE
(J. Neurochem.)» , % 43 %, % 1593- 1598 W, 1984) ; FHik*
FEEREA(Hall A, AL F5 5 (Biochem. Pharmacal.) ),
% 21 %, % 1829- 1838 W, 1972) ; H# 5- & ¥ (Hery F A,
(Arch. Int. Pharmacodyn. Ther.), 5 296 %, % 91 - 97 W, 1977);
BB RAEBEE (Toth F A, (AZAUFHR (Neurochem. Res.)) ,
% 17 %, % 265-271 @, 1992) .

S5-ZeEAb- BEERAGZIWRERBIAATEULATRARE
kRFHL: BE, WA, BAFL BEABEHSHEL (obsessive



98805415. 9 WOl P E3/29T

compulsive disorder), BB FE, BZAALFHR, B dH, &K
F, RILHREBEREE, BREER HEXEEHE, Bkh, %38,
ReRt, ZWMEAIER R LA EALE, EAME, Q46 54642,
HLBWE, BHREFTEGLE, T3, ME HEHEREREZ, BIK
FE, BEEH, KREBRIKLLE.

RBRET TR EZE), AR FARMAEFHRY. Bk, BF
ARETZHRPAFTHFEOUES DR TRAEA TETFIARRR, A
REIRRE, ZEEHARR, EEARENROHEFTIAREE.

HERBME, LARXZEE, HAAXTEI AR, 28, £1bR
WM RGRBELAR/ERETX-I{. R ECEHE, £E, &
EAREDEF, RE#H, SETH, ARRHE PR EE 0, BF
TRETUREBRE T HRE.

mIFLBRY R, FHEAN, XF_TEE, LB, BEIRFT,
BEREZEHERPEBRIEIHGAGELIE, XA, RFTTHE
Bk, X&, B PPRIRLEBREENG TR, BERAHTAR
%, mB, BRFTTAEAMRASESLGH TRLAMEGEM.

BRBREFTHEALTAMNSAID (FELEAEREYE), msH A
RRARGEREFREG. BANA—EXMAGIER, aEGHHi
MAERGBLELE, AR FRAGHPABEREYEHFR. A
B, AMIBRAEREAAZXEFVERAFTEBBE. FEPB A6 S,
BRI ERERM, ARBEEKR, RERPLOMRERGIERLESD.

epibatidine, — M FB A P H B L 50, 2EFTHHE
Ak, AR DHEes 50045, KL RMEARTHEREBREH,
NEFARRIBTNBR TRGTLE G EF /. epibatidine £ —#F
RETRRZREZEAESHN, B, CEFTREASHEATHE &
BEERBRBGLERRE., RAXBLIERAZKESHTRATAY-TFE
Wulkcss, Bk, TR THTRAEG B-FF VOS5 R ERRFELR
KA, wixB&zAm, S&AH, FT7F WK, BB, %%, BA, RAHE
B FERE, BEFHPEE T,
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F Ak, AN#FRmiE, RETHEEAAZ A, HILMT S TRRA
Jod T ACh A& AF A, #HAES TSRS FELG 2R
3.

RS ARENA BTSRRI BARBTETIEFE RS ]
REFZZHNHA. BERETHAESLEHZER, UK, 5- &K
FPELERE, OSBRI MELF LM EER.

Eh, EESKADTREDTHRSRERET AT RERRFEFLR
BmAF R KE, AEBREMBS, Chron K, X, ZTHHEE
X, BB, H2LEH, AEAZRE, NWESHEAEHEMNLREL, AL
H%E, ASS%EL FTREYE, 848078, So&k, SHERF,
JEFE, JEFHEWA, FTEMMK, jetlag.

AEZPRREHARTTSHRATHN, FBLEAFLAART T HEF
WY, RBEEXASEFTTREAXGIMAER. o, BHZEX
1o BRI G AF BE R4 shAdp i TAY E 3B R A ARE B Fl R
I IE 65 A

AEPREYG— AR EHGI- RENHFGB.3.1)F-2- FHh
EFWATEY, XBLSYTRTHRTF AR RERITRET
ACh S AR 3 7 & b 69 BB AR 4 45 65 B o A= 2L,

AEXPH —BAOARB/EAXIBNESDEIHHBAEGH, LUEE
M H & F kT ERRE T k.

A, AEAPBEECENNTAABRBRARAARRAKEZFERSH AL
7.

AL #H “% 5 (treating)” QIEXET, BHERREF X, “BH
BHRBRETILRRBE.

A3 “BAPH aEHzaH, FHEIHN, ERAPFLTHA

7.
AP BEGPERAZEZETILOEAZTREL, AEXRD
e R, FMREERR, WMEAR, FTEBRR, MESHELFHEN
ki, BERZASE, 2ESREAMNETHTEL EE, WA, =



98805415. 9 WOl P HH/29T

B, JERMIPAR, HAPSEE, RABBRHIEFL REFRL, ot
ZHRAKEZ, RHIEPRE, AERRK, BX4HF, wiHi
%, I RE, AIDS- Bk, EFHHERX, KHAZER, FIX%48
FR, RRBEARR, BEARL, BB, BiEx, RLABEHE
¥, EFHIEETE, B, B R, A EEEE, AR WE,
BHEE EEEe4E, MIREE, BiEER, HELZSIE, Z2WHA%E4E,
REFAEIEzA4E, T, AE, R BRFERELE.

AXHHEEOIE, B, KEXBRAKRA, wEAFEHH S, Chron

5 RBIKE R LG ERGE, i, WEB SEH, 5,
Rk, BB, %%, #mh, RAKHEFHEH, EBFhktit.

A& RB O, Flo, Z2H BEIXIXHEER, KB,
16 & b X LT BLE A .

HRAEHREOERE, AABARCERFTH %, HAX
BE, EFER, TFTERADSE, BAXF_TEEAXER. KA
PR BRELS, THERREARRFYIHIIRSRE, AELE
ZHRRY LB RGBAETHLE.

AERAEPBOLATHALE, LEROGXAEHA:

- X (1) i, |

K NR>—R'

1

A Atk ReY, A THMANL;

x

———— R B R R

REA, Wk, HA A FRA FRARE FAXFRA
A

R' 2
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R, A, REARE, &4

TR —AREATHRRABRARGFE: &, xRk, 3K
A, WA, i, RAR, HRERAE, AKRRAR, BARK
Ak, VR -_fHE, FHAK, HF, CF, OCF, CN, &K%,
mAEEE, AE, FARSG-R6- WEREFE X
TAE—AREATHAIRKERKG - R6- AELFRLFH: &
A, A, mEERE, HRE, i, KRERA xREKL B
RILAK, BARFRRAL, EVA-RALE, FAKX, BE, CF,
OCF;, CN, &&, A, FARS-R6- AEXREFE, &K
H—A5-R6- RERLFEME-AEXIBAES —A5- K
6- REAXRFTEAARGRKEFTE, ETAH - AXREATHR
RERK: RE, FREA, FRARE, HE, i REE,
FEARX, ARREAR, BARERAK, EPPEA_AK, FEE,
)%, CF;, OCF;, CN, &, A%k, FAXL-X6- WERLF
k.

AEXAGEEEHZXIFGX (1) LeH, KT

RAZA, WEXRFRE; A
R'Z .
A
A RPZ B
X,

TR —AREATHRAEBRRGFEA: EPER K, X,
RBAE, REBERLG-RG6- RERLFRX, &
U —ARKEIATHARRERKRG 5-RN6- HEHRLFA K
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2, wEE, BE, TUA#HFEERRGFE, X
W—A5-R6-AERLFEABE-AERKIRBLE —A5- K
6- N EIREFAMRGGIREF AR,
AERAFHKEAG EHRXHFGX (1) &, L
RRA, V&, THEIXFNL =%
R'Z 3-whegk, 5- PAE-3-wbwwlk, 5- KX -3-wbex gk, 2-
¥ otekvh Ik, 2- FHEyik, 5-FwE, 6- FPRAA-2-wker i, 5
- (4-FEHAFER) -3-wbwg i, 6- VRIA -3 -nbwgik, 3o
3, 5-"Edki, 6- K -3-wwHk, 3- KHEXKE, 3- LEEAAEHE,
1- v btk —3- %3, 3-=kwhi, 3-AAEXHR, 3,4-BFHE &
AFEE, 2- KR, 1- ¥R -k K, 2- R &4k, 3-zmi.
A KPR BAR ) R XA ERS-:
() -9- W3 -3- (3-wbwr i) -9- KLMIK[3.3.1]F-2- %,
(£) -3-[3- (5-F&E) - wbeX]-9- ¥ -9- KL N3x
[3.3.1]1F - 2 - %,
(£) -~ 9- ¥R -3-[3-(5-(K)-wbeg ] -9- KRIMIK[3.3.1]
F-2- %,
(#)-3- (2-Ff=kwhi) -9- PR -9- KREMXHK[3.3.1]1F£ -2
_ﬁ’
() -9-FX-3- (3-wbeeE) -9- HELMK[3.3.1]F-2- %,
() -9-CTH -3- (3-wbwgH) -9- KEMIHK[3.3.1]1F - 2- &,
() -3- (2-FKfEwpHk) -9- PR -9- KEMK[3.3.1]F -2
_%,
() -3- (2- X EegH) -9- PEX-9- KEMK[3.3.1]F -2
_ﬁ,
$b-9-FHR-3- (3-wbwmHE) -9- KEMNIK[3.3.1]F-2- %,
() -9-FHA-3- (5-%FwHEk) -9- K LMK[3.3.1]F - 2- ¥,
() -3-[2- (6-F&AL) - b A]-9-FH-9- KERXK
[3.3.1]F - 2 - 4,

12
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() - 3-[6- (4-%(8EXHE) -3-wA]-9-FH-9- &%
IR[3.3.1]1%F - 2- 5,

(+) -3-[3- (6-F&ML) -wtmeit]-9- FE-9- KFEM3K
[3.3.1]1F - 2 - %,

() - 3- (3-"#dkik) -9- ¥R -9- KAEMF[3.3. 1] -2~ %,
(£) —3- (5-v&akR) -9- PR -9- RLMWIK[3.3.1]F - 2- %,
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F - 2- ¥,
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5,

() -3- (3-CZEBEEAXHE) - 9-FHR-9- HFMNIK[3.3.1]F -
2 - M,

() -3-[3- (1-whRki) -(XT-9- FH-9- &HEMK
[3.3.11F - 2 - %,

(#) -3- (3-=kwh) -9- PR -9- KELMIK[3.3.1]F -2~ %,
(#) - 9-FHE-3- (3-AAFRE) -9- KELAK[3.3.1]F-2-
B s
(+) ~9- ¥ A -3-(3,4- E¥EA —AEER)-9- &KL R3K[3.3.1]
- 2- 8,

(#)-3- (2-KHE) -9-¥H-9- KEHK[3.3.1]1F -2~ %,
(#) ~9-H-3- (3-wmweH®) ~9- KEMNIKR[3.3.1]1F -2 %,
(£) -3-[2-(1-FH-keg A )] -9- ¥ -9- KR Ex3x[3.3.1]
I+ -2~ %,

(£) - 3-ZBEA-9- PR -9- REMIK[3.3.1]1F -2 4,

(£) ~9-H-3-[3- (5-¥&K) - wbg ] -9- RK{LRK([3.3.1]
£ -2-%, &

() - 3- (2-%k¥H=kwpi) -9-H-9- &K FAK[3.3.1]F -2~
e,

B R T 25 A ek 3.
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~ HBEEY, SARFTALETN LRSS WXL TE A MRS,
AR EY—FTHRABEAREEN.

- RSP ERNELTERSY (AEA) RRUEH T RGN
#, MidERIRFTACh SHRAFTHNAGERR AL,

L#oHERE, RATHMELFGEROERR, TERALA
Ykgm, FRIKEIRGERR, HETH, XE, BALEDRRX
3L BAAL F W R a5 AR AR R

rHEAE, AP THRAZEAGEROETREERE, MEd
FHm, WD REBEREEHREIRTHFLL.

L#E A&, AP ELANERERERALEY RIS LEBALL
FHFEmIRGRBHE, FTAEANLFYROGERBRERALET S
RET R, AXARBERNELEZEASEE T ZRIR,

- HELERLSHHFEH, 6K
a) T Xié-4
¢ NR =0
EF RAZL L,
EXR-LitkEHRE, AF RAZw L,

R G B T 434669 BLIAK
b) T X&#

NR, 0S0,CF,

EPREXL4E,

EXR-X4eWERE, EPREX L, XZERE, FARN=ZATF
gk &

c) ERT XL,

14
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A+ R EZXE,

- RBAFRIGIY (BREA) RO E, FtEmERET ACh &
HRAFTHRGEREACE, OELEEXTHERDY (AFEA) A
BAALETN XL Y.

FREFZ, EFHERTHERCEE R, THENZZ%EEHR,
AEEH, RiE, BALFHRIFLBALFH ARG BB
JE.

LR T3, AFPHESANEARIREANFH R RIFIELEAL
FUHR M REGRERHRE, FRABEALSZFYROERBRXEALES
RBETEd, mMABRBERSEEASREST T ZRIIR,

ERF&, AP BT TERNZ AL EROENRE SR
¥, MeEhm, RRIKIRBREZEIRAMETHEE.

THE ARG L AN ANBRMRE, whd, A
B, BEmi, AR, STEABE, AR, HERE, L, B8
LB, LM, FLHENE, BMRERE, XVYRYE, RZiXxhBkik,
MR, Faemd, Y&, wksd, e, s8&%,
LERNE, PER-x-m8#E TRE A-_RE X-2-mZ84,
KipegEfe LR, X5 I T2 A K435 &5 K.

EeBmFR, REXRITHABKX, ETARARNEFEFTRL
R AL A 6 P R AR 3R, AR T A6 T 25 A ek 3.

BEAR, R, Bk,

EBA 1I-6 /N M BERTHEERIERIE, 6%, XBRTF, ¥
A, oHk, ®E FaAk, THE FTH RTHA REFTE K
#_WRk, 2k, AXPFRA.

FERFBA S-TABRRTHFREBRE, 6%, ERRT, 3rE 4,
TR, LKREFFIA,

WRIMH2-6ANARRTHANEARA, EFasd—Ag, #ld,
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e RXRT, THE, 1,2-X2,3-FHHE, 1,2, 2,3-%3,4- T
k.

BRARH2-6ANERTHRAGER, £V 05 -AZ48, #ld,
fERBT, THE, 1,2-R2,3-&"#%E, 1,2-, 2,3-%3,4- T
ﬁ%

ARAR LR KX fo EREEA B RO, i, IHHE
Wﬁo
AL O- A, AP AFRSELwE.
FBEAKLI O R, EPmmite Lt

ﬁﬁ%iiés i, APRAEAZLE.

BARFRBEAII S- 3w, Ryl lae k.

KA NLENH- BRERN- (BL) ., EFREAZ L4 L,

BEI 38 (C=0)-R°&K (C=S)-R’, A ¥ RAEXRHE, AL, FEAXF
g3 EdPRAFPRAELT L E, FEAPFAEZLRT.

KA/ -NI-BE A, EPsAElwkE,

¥ILE5-R6- RLIFFOLIE, Hlde, Bk -2- K, vBnk - 4- 3
vEek - 5- 3K, R -3- K, FeEe-4-3, FpeEe-5- K, %
e —2— K, vk -4 vKek —5-J5 FoeRek -3-F  Beker g
—ﬁ,%§@—5ﬁ£1JA vE—wg - 3- 3 1,2, 4-vE—mk -5
-4, 1,2,4-K - -3- K, 1,2,4-E_»-5-%, 1,2,5- 7%
e -3-4,1,2,5-v& == -4- 3%, 1,2,5-&K - -3-4,1,2,5

—wk ek -4 3K, 1wk k, 2-wkek, 4-ked R 1 - mbeg gk,
2-whegdk, 3-vwbeRdk, 2-=kwhIk, 3-wkwpA, 2-Ewprdk, 3-%
k., 2-wheR ik, 3-wber ik, 4-wbewd, 2- EWE, 4-w@er i
5-wEwetk, 3-whpk, 4-RRk, 2-wEAF3-wbhE, &K1
- vbe X 3 - wbed Hfo 4 - b

W—A6-6 REFERE - NMHEEERLRRXRS —A5-6 0 EIR
MR RILL I LR —A5-6 0 LIRLEHFELE —AEFBALEXK
5% —/25-6 0 FERLHRME, ¥, Hld, 2-, 3-, 4-, 5,

16
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6-, T—- ¥ =k, 1-, 2—-, 4-, 5- ¥ 3=k=%, 2-, 3-,
4-, 5-, 6-, 7T-%%*%, 2-, 3-, 4-, 5-, 6-, T-, 8~
gk KA 1-,3-,4-,5-,6-,7-, 8- F&dkKk, E%Iif[3.2-b]
wkwr gk, it [2. 3-b]E .

FRIFERE, pEXPEKL,

FREFO-FK, EFFALLE.

mB, KEXARESHTAEENCHH RS THAEN K,
LEFHBARAHERNCHBINALE. &2, X TAREEY, EXiy
HXEIAEENCHHXZFNG.

AABBAARBREZER, AXBLEBEANATFHRPS, &
HiX S AF MR (oxisih) BXAL, KXY A XL
FHARREAG RS, EFaEstHrRed.

AR S dm kI R X R F AR, Hlde, @A
KFERBRF L ESwk RSB, FABRLEELZE BT ERERL
H¥. B HEAH S RAF A BREG T ERETHAFER
R EELSH. B, #ld, T@EL - 1-F (BoeikE, A=
BRIEZXBERERE) 95 BERBEAL A H LSBT R ENH
ek A X, LT UALALPLSSELFEREFNGER, b
(HHREOFERFAH, ORCOFREAFRERE, XGOXCOBRBITA
BB R, THARAEA ek BRE, XFBLALXALGH S RFFHR
ATBEFRE, HRESRARETRE, FALRAESDHIFS.

AGBEBEAAR QLB EECHSAFAMET FLTARA, &
WFFENAGREARBRRARLAEMHG LY. XEFEAIEF]. Jaques,
A. Collet # S. Wilen £ «xtBRiK, Lz AKFeH (Enantiomers,
Racemates, and Resolutions))» , John Wiley and Sons, New York
(1981) J A& 77 i%.

X E AL A W AT A RS R A &

AZXRAOESHTARBNER ENASHGETFRT EART @ E
745 B3 I 3 A

17
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ATAEASHTHAFTZORAALCHY, RFTHLIF %
AR R R A A

TR FRT EREREAREH AR —FH AL ANSY.

REMAEBERETHRRBFTAT ELTHN, Bk, FRE, &4

EdF
B RET ACh 2HRZHEF THBIA T A L P 4549 A
SRR EHRGERBEN. ANTFCRIR, £Hilzadm T EE 8
ol ¥ (a2-a9) = 3FPEFE4 (B2-B4) .
NRETASER GG ER 6,35 3 Fra.f= 2 #FP. EF 4.
AERLEH ERFET ACh THhRGFHRHLEBITHE=ZARK

%, PBf °H- epibatidin &4-. ‘H-a- R HFFLEE5F °H- 2% .5k
A eg RS M H KB HATT AR,

H- &K 460k sk

SRETHAEGEM DALY BN i, #oB, BELE, E—Fr R

M #5 nAChRs T VA Al B+ T H 3/ °H - 2% j A& HF Bk iRie.,

Wi AR ABLA, T A &£ 0- 4CH4T. Al Ultra—Turrax
440 BB — 3 MM Wistar & (150 - 250g) BT & X s A E £ 15ml

Tris, BP4 A 120mM NaCl, 5mM Kcl, 1mM MgCl.#= 2. 5mMCaCl,# HC1
(50mM, pH7.4) ¥ 44 20 #. ¥4 27,000 g F5 10 547, &

BESFY, BILALEHEFTHHEGEFR, FHEES—K. RER
I REHEFTHHEFT R (FLREEALEA 30l &%), JF
ATHERZ.

M Z: WFH 6 500ul 4 FmF| 25ul KEE &R 25u] °H - 2 K 8%
(1nM, B&FE) ¥, RAEBAE2CHEFIOST4. A -RFT
(100pM, FLFRJE) MEZEHLLEESKTF. BHREFH = MmE bl
kA eggEFiE Yy, ¥ AE#E Whatnan GF/C R BB 4R B L,
Tt AT RIE, A A 2% 5ml kAZ R RF. BEEGEAHHER

18
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R I RB R T

HELEAKTF=RBEH5KFE-ERHZLELKT
H- o~ SR FF 446 A o5k o 4

o~ R HFERNRERFA LRI E G AR S F 60 —FF A ( Mebs
EA, (EHiFeEYHEFHRIBIN(Biochen. Biophys. Res.
Commun.)» , 44(3), 711 (1971)) , H B H B L HFi ZIA K
RETZHRAEKEGG IS, AREAEAIGERN. EZXBF H
—oa- RKEFEFAE—NGH-ABLESI AW —AF4L (Clerke &F
A, AHaFHE(. Neurosci.)» , 5, 1307- 1315 (1985)) .

H-a- AR FFTHAERAFARIER T A Ao, E4LEFHHFo
A ZPLA B K P Ao, Bl # R AR 8 nAChR ( Changeaux, Fidia
Res. Found. Neurosci. Found. Lect., 4, 21— 168 (1990)) .
ek, UIFFMIEBX AT HARKRIGSTERAZIAE £
WK, mB, EX#FFE L, 1t NMDA idi8 K (Seguela FA, (AL
#%% (J. Neurosci.)» , 13, 596 — 604 (1993)) .
PR A& BRIEFALA, TNHEL0-4CH 4. A Ultra—Turrax
HALZHM— il Wistar £ (150~ 250g) RTF 9 KA & A& 15ml
A-A 118mM NaCl, 4.8mM Kcl, 1.2mM MgSO,#= 2. 5mMCaCl, &) 20mM
Hepes £ 7 & (pH7.5) # 44 10 #. B2 B & 27,000 g &0
10 5-4F, HEFEZFW, ¥ 27,000x g £ 20nl FHEL LR T HS 10
G4F, b FDAFR. RER/RAGI L ETEFTHHEE TR (&
SR E A 35nl EAE), FATEERE.
WA BFFH05500ul 4 FmF| 25ul KEEEZEF 256p] *H- o - 3R
F%E (2n0M, J&EKRE) F, BREEALE 3TCEI 2h. () - AEFT
(1mM, FZ#EXRE) ARZEHFZLEKRF. BRERXHERMIA LA
0. 05%PEI &9 5ml kA 5% ik, ¥ A4E# A& Whatman GF/C 3
BB (T 0. 1%PEI #2207 6h) kE, #HFRE, HL
PP Al 2% bml kAL ARkGE. BREGSER TR TRER

——

.
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KR ELEKF=BEL5KF-FEHFLLEEKT
’H - epibatidin &4 854k shH 4

epibatidin & Z M Epipedobates tricolor JGJN % /R H K
o B —FAEMR, BRARACHWELHART TIRAETSY
EHfr, BH#EBAERHGFEIRMN. "H- epibatidin HESF A E T
BAFLE, CHEAFATEAHEARTTZAFRENGRE > H e
¥ FHEA (Hounling FA, (45 F#HMF (Mol. Pharmacol.) , 48,
280 - 287 (1995)) .

2 °H - epibatidin ¥ HEF H LR EMHEEERTRE RE

TEhtgop, BERLEES, mRKEFHIFERE—AIFRETTIHR
REB —AEHRFEE L, RLERANALELTZ A, a- KK
EEFXRAESF H- epibatidin 89 £EF4L R W E A — B FALA
R, BEALERG REFT K,
R & BRESARLA, FUHELELE0-4CH AT, Al Ultra-Turrax
LB — XM Wistar R (150-250g) T & A (B VES)
A 20m1Tris, Bf HC1 (50mM, pH7.4) P44 10-20%. Ham & F
vk 27,000 % g #5510 4. EFEFH, 2L 27,000 g &£ 20nl #
B FRTES 10454, REILZR, REFIGILEHE
BTFHEE TR (HARBHESA 4000l £4%&), A TEESRE,
ME: KHFH5 4 2.0n1 JFMmF| 0.100ml KEZHE % F 0. 100ml °H-
epibatidin (0.3nM, &R E) F, REBLFTREIH 6054. A
() - BRET (30uM, B&}(RE) AZEHFLLEEKT. BHRERKH
& A4 Whatman GF/C #FBAFEB L (FULAL 0. 1%PELI $& 78
T EY 20 4540), FATHEE, H B R 2x5ml kA% g kb,
B EAASMERTRRAFTHSHL.

WK PE=-E846KTF - FHEZLEEGKT

R A IColifw, BpipHl itk 4 50% 692 (uM) .
(A& o5 3f B Ewabl 5 )
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144 ‘H-4 2 3t 5%, *H-epibatidin ‘H-a ~3R &%
[Cso (1 M) ICso (1 M) ICso (1 M)
la 0.0230 0.0840 0.5
2a 0.0170 0.0760 2.0
3a 0.0250 0. 1500 4.1000
4a >300 >300 0. 1900
ba 1.8 1.7 5.8
Ta 280.0 280.0 0.16
8a 0.0180 0.110 1. 400
1b 0.078 0. 0520 1.6
2b 0.013 0. 240 17.0
4b 0. 35 0. 69 17.0
5b 2.0 17.0 2.3
6b 1.0 8.3 0. 35
lc 0. 040 0.180 0. 220
2c 85.0 290.0 1.7
3c >10.0 >10.0 18.0
4c 2.0 5.0 0. 660
b5c 2.70 3.90 2.20
7c >300.0 >300.0 0. 190
8c >300.0 >300.0 0.370
1lc 0.0045 0. 0460 0.170
1d 1.8 10.0 1.9
2d 0.590 1.1 4.2
3d 0.0030 0.0180 0.0170
W AW

B—FEAEPREBESE llc T AR THREBAOW G I

21




98805415. 9 W B ZE17/29T

HMmad.

SAZXRLIEGBATERE, TARRHABIXLHE, KB E
MRS, HERERETESGEBIXE—FXSHHEN. BEHN,
hfo/ AT — R G HmESHTP.

ERZEEZBF, RAXAVURBESALLAREY, RAETHAERE
E4rEY, BR—FHREHTHEAELK ERELECETF/ ARG RS
e, BRAELARELSHATHAECRTEAERMNEELEN
EX L6 “FEE .

AKEXRGEHAEGHTARET R, B, A, AF (o
BEfRET), &, MAXEHE (BFEIA, ETEK) 2858
X, RETEAKRKALHGEX.

Eh, KREXPALSHEFTRHEN, BAEAXIXBERN TUA—RBRY
e HBREELERNEHBX, IFABXTAEZATORGEKR, i
FRBEAKERN, RFEAEER, BFE, L&, BAN, AHEFR
SHRAGIKEN, ABLGHHEMNTLX; A TEBE (AFEAT)
HAATERER., BHGZHHESWRALELEMN BN TREIETA
Yo 0 LR S, A REA M mERAAS RS, XFRLNEH
XTUREAMETHREAIRN EIEMTETA KX TG ETERS.

AEPADTAESFH O RPERERN ZHXNLH. KA4HAREKR
ARBEEPAEARTHRNEBIXTACIESSEFRRSTGRALBILESY X
Hrzs Ak,

T ARAEBSHRSHBEESY, THAEAARTUZEKR
A, BARBXFHEERN, AHN, LA, KEN, HEHN, BHA
Fo T o EF . BAERRETAZ-FXSHTRAEREMN, HHki,
ZEAFN, BEFN, FFN, E&MN, BAMN, AAAERN, RERH
Za:o

AP, BARZEHmERRS A E B,

ERFMP, FHARS>E LA LB DGHAMARLLE 6 0H R
&, FHRERITE B KA R,
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PR R P FNEHL 5- X 10-70% iEMRS. L& eh ik
ABBE, BRRE, Bo, # L#E Rk, #HE ZH, 9K,
BRFR, TESEE, BVASEEH, Kt BFHF. K
E HA ZREEFHERSPEARKG CRMAERGHM, E
ARG, AREARABA, HERECH. EM%, LAEAREMNP
ZH. rAL, BAL, BN, AR, BEANPEATAHASEE FoR
ey B AR R,

ATHEREAN, LB L, BB EHEXT THGgRE
W axdl, FHFERRSHSBETET, AR, Rty ar
Bl EFRARTHETF, 25 EL.

EFTHAELGGBGHTARRER, BE, LF, B, #HH,
BARREMNEX, EFLSAFHRARIPAHSRC BN EFFH K,

BAERAOIEER, BEERPILER, i, KRXK- A _BEER.
Bl 4o, FESHIE T EHBRAEF AN TABRF AR L B RER.

B, KAXBLEHTAFRIEBHELH (Flde, @ EH, Lo
HEEHRESBELY) RN, FFRLHRREER, AEEHE,
NRBBEERERANMTGRENG SN LB RGN T
XK. BEPWETARXEHIRERKEERAFHEFR, BRIILEHBX,
EFPTEARAN, &M, BEAP/XHOEMN. R, EBRAST
AR REX, BdIFXGEAARATALAE S ZXFEREATFR. &
AHKEEEEZELERK, wXBLEBRKRS, F 4% 7.

ETFoRMEAGKRERTAAIEERRSERTK, FEmE
L ERERN, FokAFBAHH AR,

ETaRERGREEFETARAIE B ERRS> KT ME
FAMHH K TR, BAEMHHOEXARSRGK, WK, TiAH
Bk, BVYRAAELIHREC o EFAN.

X OIFLGEAMBEAZREMNNA T o RGBARFN. i
g XaEk, BEFaPLE. XTBHANRTSHEFERS>Z I,
ETUAASFREN, FHokAl, BEHN, E4FH, ATHXKE%M,

23



98805415. 9 W B 2E19/29T

s, HHEAN, ERANF.
HTRARXLEHHFLEHERLZPLESDTARN RSB F, LFXEE,
FHBREEBEN. A, HEFALETTARAKESR SBERAF I ME
LB AN P/ REBEI AR, R TR KRR SEERLX R R, A&
FRAH—FR S AN, BEHN, 5#HA, ZFH, ¥ A

& A,

EToEARRSESBEHOEETAREARTFLSAERERLS Y
BN, RRAAFTRAEBATEARRAGEER; REMNZEBBER
B, iR EBEFTEAR AR ERERY; BAEE S ERA
b AR ERRS G K K.

BRXEBFRTAERATRE, e, BFROFEE, BRE¥PR
FE. AP TARERNEZREMNEBX. ¥ TE—HBEETRXEEFTH
D, TRAHAELIFARURBYEERERBFRALEELY. X THERY
A, TAH, #ide, ﬂ%t%%%%%%ﬁﬁﬁ

FRALETARRAERMNNNLS, AFTEHRRSEEENRES
J, &V ARELGER K, Flde, RAK(CFC) R R FL,
ZRAAFTREEAWR LR, A, XETEI K., EKF
BEFETUASAEGEEN, IFHR. $HHNETAMATZTRE
.

KA, FHRLSTARTHEBX, #ldo, FRALEGHAEELHRK
KR, wiLiE, ZEH, EHTEDEERATVTIESE EZ B LHER
BB (PVP) , PHARGAHKZESY. BF, BREALEEE T HA
B, BRASHTUAELENEHBAAL, Hlde, KEXR, Fld, 5
B, XK, BABABREO FHFHTLY,

T RELGHMEY, OEFALEHELSY, Lbeiid
P — AR RO BER, #lde, Sum R E AN FLR. N EE R
SR AR E A ik, Blde, ALEA.

R ER, TRARAEFEFHERLSHHLEY.

HHHANRRRTEEHN B, AXLEBX THAEKS RS HE
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FEERSELEANE. FEMNEHBATRAEZRCHGHMN, L ath
ZHREHHMN, wOERAN, EMNPEIMIEETHHRAN. mE,
FEMNEHATAZEN, AH, AEMNIKEHN, AFZXAELEHKEY
X 3 5| B B AT & R T X

TR HGR A REFN AR FBHRANLE G FoE 80 ERGRAZRL
kLS.

LHEFNEERLMBREMZLETAEZTGFE, KEFRKRAL, &
Bethwr, MNEBEREFFE, AAEFINGLERERTHAY. 88
EENETRI GBS HELEANEH4 0.1-500ng FHERS, £
%% 1-100mg, H&AEZ 1- 10mg.

MEFHBZEEH, KEFHELERXRGHNEZTIKE 0. 005ng/kg ( #H Ak
E4) #0.0lmg/kg (@ JR) . FEEH G LR A 10mg/kg ( # Bk
EH) A4 100ng/kg (2 fR) . LA HZELEZ Y 0.001 - 1ng/kg
(B EH) 4 0.1- 10mg/kg ( @) .

BI Ak

KBRS EAMAEG RET ACh Z4AAFH, B, #% AT
BRATEIEBRERBORBUARSSEE T ACh TR AT HERARE
EHL. REXARKSHTATAHST, MEXRRET @H £ FIRNFE
2% 5k, FRLIXBEFTIL H2THEIL AR N EE,
MARFHEEA MWMEHRB FTEERK NEXEHAFHMEHL, BEF
Wz bde, EEARRMEELRTI, BIE, WA, ER, ERMEH
AR, HAv oA, BABBRHHOFTL HKEFL ASHELSBZ,
st B e, KAEMR, R4 E, Wik, it h RE,
AIDS — %X, EF5MHEHEEX, KHAZRKR, FIXBREL, KRR IR
R, ZEHIRR, WE, fiEm, BAHWEFHEF, EFHPLkTi,
ww, EHEA, G ERAE, HABWE, BRESZAE, B
REE, BEER, WESZSE, Z2WH%640E, RERIBLEZLS4E,
T, ME, BEBEFEELE.

25



98805415. 9 W B E21/29T

AEBPESHETRTHEAELEE, Hldv, XEXBREABRE, ES
FoB# S, Chron K%, BX, FHHBEREEX, K5,

AEPREBETRTETEFRNKEAXGER, Fld, I
Bym, S&m, 75, KR, BB, %%, BR, BAXHREIFHERF,
2 FHLEE L.

AE RIS MERA TAFTER, Plie, S BRI LARE
W, KIEF, WERBRLIBER.

AEPILAS YA A HB & LB RALTH R, Flie, &R, &%
BELERARXCERETTH %, WFLEREXBR, »EHRZHA, TF
B A, RAFEBAXRF T RBEXRBH. AXUHE “%F” &
BEHFI, FOERGRRBEARPIHIRGRE, ARELES S
BBy LB FENZTHLE,

SEHHNEFRLELZHX0.1-500ng, LEZFHFX 10- 70ng, H X
B —RRXBER, XBFRETLHFX, A, 2HLF A4
A&, Fid RO RO E, ARIAELEREEREREE.
i.p. WHEBALY, SeldHir,

p.o. ¥ OERL %, LB HER,
T 3 £ A ALE ALK, 2RAZRMEALA,

5 6,49

FRFE: FEREEABBRMNRTAAGH ALY ER A RKE
F T, ELRIBRTERREAGETRAFBLERET EZZLEN.

# 3% Cope, Dryden,A. C.:; H.L.; Howel, C. F. {(AME R
(Organic Syntheses), Coll. Vol. 4, Willey and Sons, Inc. :Ney
York, 1955; p 816-819 Af & F ik H &9~ i - 9- KA M3K[3.3.1]
F-3-8 (BRLBHE) .

3% Y. Kashman and E. Benary {(AMiFHEIEY (J. Org.
Chem. ), 37,3778, (1972) P F kR & 9- FHh-9- HENK
[3.3.1]%& - 3- &,
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H—9—FE -3 —=Z=RKIHBE — A9 — KFXK[331]F—2—
¥ 5

A£-70CéH 9— F X —9— 8 & XH[331]F —3— &8
(10.8g,70.5mmol) #w Ak P AR (ZFREFARE) &R
# v f.rk vl (77.5ml,77.5mmol) , ¥ R R4 AE-TOCH H# 10 54,
F-TOCHAANN—FEEARN (ZA T —#8K) (25.0g,70.5mmol) #
WAk, RREREMEFTBRARIFHEBFTR. mAREALAKE
& (0.1M,250ml) 3 A Z 8 2. & (200ml) ¥ RIZASMWH K. AR
k. —RFRM 109 LBAEHEMN S BRHEEHRFELS
o &% 14.78,73%
3— i —5— FaRER; (HNEI—-S5—HAEARTESRI— % —
6— b R Akt R &) — AR T )

¥4 (2.33g,101.3mmol) 43 ¥ & (50ml) ¥4 m, AKX
WA AN 3,5— —wkeE (20.0g,84.4mmol) Foe — F E A (100ml)
¥ 90CHI 2 . W ARAMAMA (400ml,1M) A LB
(200ml) EREZLSMHHER. RAEKEGEE. —RKTRF 3NLEHK
ABERN > BFINFALEY. & 10.68,67%. Mp30—32TC,
3—a—5—FAvukrr; (#4325 FAprr L —/FT %)

¥ 3,5— =& wbvr (10.0g,42.2mmol) , X 3 5% 8 (4.6g,38.0mmol) ,
w (=%8) 42 (0) (1.45g,1.25mmol) , & 47 (17.5g,127mmol) ,
& (63ml) F= 1, 2— —F R A K (126ml) 4R A& HHFLE RTE
NG EAMKEZR (IM60ml) 25 & (100ml) F &K,

AEKE#E. — KRR IEN S FHAAALEH. T F
6.12,68 % ,Mp42—44°C ,

F ik A
la:(x)—9— ¥ X —3— (3—vwkm K) —9— KA&AMK[331]E—2— %%
T LR

££-70°C ¥ 3— & wkmz (10.0g,63.3mmol) Fe Z & (200ml) #5584
Wb e AT Rz dgats (2.5M,27.8ml, 69.5mmol) . ¥RASHE -
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TOCHERE 1 JoBf. E-T0OCHNEMAE CE (80ml) +69 9- FE -9
— R IR [3.3.1]1F - 3-8 (9.68g,63.3mmol ) HFHH 1 6, £
B R RAMRHETRITRE, MARAAMAKER (1M 200m] ) F5
BB, ATBTE (100ml) FIAKA 3Kk, REANM. ARKE
ik, —RFE, PEEMEAKGLI10: DEAEF>BEHFIAEF
ShARl -3 R -9-FHE -3- (3-wbmE) -9- KEWIK[3.3.1]
X, FF 3.17g,22%. ARSI -3-FX-9-FEX-3- (3
—whrz ) -9 - RAMIR[3.3.1]1FH% (0.5g,2.2mmol ) , TEABLR
(2m1, 27. 4mmol ) Fevg vk v (20ml ) &9 RA WA S0CH I 0.5 N8,
RERASWHFE A A4S (1g,17. 8mmol ) , ZBE (5ml) FesK (5ml)
AFHFBIE S o4r. REATEEHmAK (20ml) . AAZBERZTE (40ml)
EBCRAMHEA, ARk E$E. —RFK, FEAREAK(B9:10:1)
Y HERN 5B EFIAFELSY. Bl T LHElef s TE AT
BERAW (9: 1) F34amegdh. & 0.26g,36%. Mpl64.5-166.5
.
2a: (£) - 3-[3- (5-F&aA) —wboz ] -9-FH-9- KAMRK
[3.3.11F -2 - g DBk,

3B ik A % 4&. Mpl25-126.5TC.
3a: (£) -9 - FHAE -3-[3- (5-FKE) —-wbrzHh] -9- HLENRK
[3.3.11F -2 - }%& Lk

ARIEF ik A HE. Mplda7.5-149.5C.
4a: (£) —3- (2—- Xkt ) -9-FHXE -9- FHERIK[33.1]1F-
2-WE L,

ARIE ik A R kY Buli £ 0CR 414 . Mpl86.5—189.2
C.
Sa: (&) - 9-F & -3- (3-mbmgi) -9- KEMK[3.1]1E-2-4
E LR

ARIEF % A H)&S. Mpl86—-187T,
6a: (£) —9-ZTA-3- (3-wbgH) -9- KEMRKI[331]F-2
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- WE LR,

ARIEF i A Fl&. Mpl93-195T.
Ta: (+) ~3- (3- (k5 ®Emp i) ~-9- FH -9- K EmMIK[3.3.1]F
-2 - 5

AIEF E ALK ESSE Buli £ OC R EH &. 5 B /F 35 5 5.
Mp91.3-93.5TC.
8a:9® - 9- ¥R -3- (3-wbeddk) —9- RLNMIKR[3.3. 1] F%;

HARFSR -3-K-9- FH-3- (3-wwHh) -9- &%
EL[3.3.1]F%(F 3 A)(0.95g, 4. Immol ) F= Raney 4&( 10. Og, 50%
RRAKER) o 50nl ZEHBRSHHEIF=E 15 0. SEHRRESYD
BEERAREEZEER., TR, TEARAKBGI:I0:DHEAHAEMNS
BEFR NS, 5 5FEH B . Mp69-70C. % 50mg, 6%.
9a: (+) —3- (2-k5feEep ) - 9- ¥H -9- KELMIK[3.3.1]F
-2-%E LEE;

AIEF R A REFEAH L. Mpl76- 177T,

7 % B
1b: () —9- Wik -3- (5-weg ) -9~ KREMHK[3.3.1]F -2
- % LR E;

K@) -9-PAEA-3-=ZRFP&HBE - A -9- KEM3K[3.3.1]

F-2-% (0.80g,2.8mmol) , <P =4 (1.38g, 4. 2mmol) , w9
(=%8%) 4 (0) (0.16g,0. 14mmol ) F=HAL4E (0. 12g, 2. Smmol)
WA A1, 4- —vEF (25m]1) P A TOCHIF 2 e, mA 5- 2
wer (0.76g,2.8mmol ) BEHEHRFEAIR. AR EMNIF MmN KAAL
Mk E (30ml, IM) BEHEM LB LE (30ml) ¥R 3Kk, ARKE
#Ek, RV, FEAKAKGI:10: DEAEN S BHFIHFHE4L
St BRAMANRAG LR LEPTERSY (9:1) FEMEH
¥, 2 0.12g, 13%. Mpl198-202TC.

o2b: () —9- FHA-3-[5- (3-wbeH) -3-wmwHih]-9- KRER
R[3.3.1]1F - 2- %5 L ek,
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M IEFH % BHRAE. Mp206 - 208T.
3b: (£) - 3-[2- (6- PAKL) -wbweh]-9- RAENKI3.3. 1]+
-2- HE Lk

AMIEF % BH&. Mpl28- 130T,
4b: () - 3-[6- (4-FXFH RXHE) -3 -k ]-9-FA-9- %
ZeWMIR(3.3.1]F - 2- %5 L &Hk;

HIEF E BHA. Mple6 - 1687,
5b:(+) - 3-[3- (6~ FARKL) - wtwA]-9- PR -9- K&K
[3.3.1]F - 2- %5 L&,

ARk BH &, Mpll6- 1247,

6b:(+) —3— (3-vEaki) -9-FHEA-9- KEMIHFK[3.3.1]F -2
- e LR

HIEFHEBH A&, Mplo5-197T.,
Tb: () - 3- (5-"FgkiE) -9- ¥ -9- K{EXK[3.3.1]F -2
- ¥,

HeIFH ik BH A, Mpld42-1447TC,
8b:(+) - 3-[3-(6-&)-wket ] -9- ¥R -9- KEM3HF[3.3.1]

F-2-%E LB,

M) -3-[3- (6-FHaML) -wbwg k] -9- FH-9- AHEN
3#%[3.3.1]F -2~ #%#&. Mpl34.7-136.5C.
le:(£) -3- (3-&HAEEHK) -9- FH-9- KEMIFK[3.3.1]F -2
- % E Lk

B -9-FH-3-=ZRKFHEA - A -9- EMK[3.3.1]
£ -92-% (2.0g,7.0mmol) , 3- REFAMBIERE
(1.3g,7.0mmol) , w3 ( =A%) 48 (0) (0.24g,0.21mmol) Fa &,
.42 (0.3g, 7. 0mmol) , BB 4 (4.8g,35mmol) , K (18ml) #= 1,
2- —WHRKA LK (36nl) HRAWER 2 DE. MmAK (50m1) H
RLBOLEFERBL. AakeEiEk. /7K TEHPRIK
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(89:10: 1) HEM 45 B3 st iLs%. Ad AR E LR
LA PTRERSW(9:1) FRMEME. F%0.358 15%. Mp174
- 180C.
2c:(£)-3- (3-CLEAFEEHL) -9-FHE-9- KREMIH[3.3.1]
F-2- e LE;

£0CHEF) -3- (3-KEXK) -9-FH-9- KERK
[3.8.1]F -2~ % (0.43g, 1. 9mmol ) # — R FIRER T & v T & &
(0.25g,0.23ml1) . R&Z M LHmEE (2x10ml) A Z & (10ml) A4 R
A, F & 0.34g,55%. Mp59.9-63.4T,
3c:(£) ~3-[3- (1-wegdedk) - FHE]-9- FE-9- KEMRK
[3.3.1]F - 2 %;

B -3- (3-KEFXRE) -9-¥H-9- KERFK[3.3.1]F
- 2- % (0.50g, 2. 2mmol ) , #E:i4f (0.61g,4.4mmol) , 1, 4- =
& T8 (0.52g, 2. 4mmol ) F LB (15ml) RS HEF F AT K.
EEBRAWH AKX (26ml) BBEMLERTE (25n1) FRHEBAR. A
Bk EiEER. —R PR, FEAKEAK(BI:10:1)4FHEN S & 72
KIS, 5= 0.12g, 19%.
4e: () -3- (3-=kwhtt) -9-PHE-9- KREAKR[3.3.1]F -2
- g LR

HIEFH & CHl&Z. Mple7—-1747TC,
Se: () ~9- WA -3- (3-#AEFE) -9- KFAMIK[3.3.1]F -2
- g LR

ARIEF ik CH%&. Mpl33- 134T,
6e: () -9- FR-3- (3, 4-BFHA_HAFXHE) -9- KENK
[38.3.1]F -2~ % g Lk

AIEF E CH&. Mp159- 163T.,
Te: () —3- (2-%3f"kwh) -9~ RLMIK[3. 3. 1]E-2-%F 5
BR 3

M IEF ik CHlH. Mpl84-186T,
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8ci(x)—3— (2—H %) —9— FE—9— K MNIK[33.1]EF—2— HE
B3

I F & CH 4. Mp87.9—92.2TC,

Yer(X)—3— (22— FKHEpHA) —9— FE—9— K HEXK[3.31]E£—2
— ¥ '

WP HECHME&. 9 BT 25 FHM/. Mp83.2—8547C,

MM —3—%X—-3— 3—vhmR) —9—RTEBEEA—-9I— KLMNK
[3.3.1]1F%;

AR -—9—FA-3-%KX-3—- (3—wrgi) —9— REMNK
[3.3.1] %% mpl62—164°C (F ik A) (4.9¢,159mmol) , 48— 8 (5
%, 1.5g) , Kk #&# (10ml) , Z& (100ml) Fowy Krk=wh (30ml)
HREMERALTRSOCH 32 e, AAEZEEIERRSY, X
AEFHEH5=CE (10.1g99.5mmol) , —=— (RTARBER) &
(4.34g,19.9mmol) F= — K T (80ml) H # 15 5. A K (100ml)
HERBRASVESERNAKE#ER. & FIE, T8 FKAKE9:10:1D)
YEABEN S BRI HKAAALESY. & F 3.0g, 47%.
10c:(3)—3— (3—koz ) —9— & TAREE—9— R MK[3.3.1]1F
—2—¥;

FAR-3—%%-3— B—mwik) I—-RTEAEEX-9I— K
Ze X ER[3.3.1] 1% (3.0g,9.4mmol) , THEH (12ml) Ffow &k
(100ml) ¢5:R&MWAESOCHIM1 . XA RESW, 5 RAKSY
(5.5g) , L& (35ml) Fok (35ml) &5F3884 10 5 4. KK T
BE R A A K (100ml) A5 A KR CE (S0ml) FRH\k, ARKG
Wik R TR, TEHEARAKGBILI0:1)ESEN S B F 2 b K474
waeM. &% 1.33g, 47%.
1le: (1) —9—H—-3— (3—wtrmg k) —9— RLMIR[331)E—2—%F
g3

FrE)—3— 3—kw k) —9—RTHEHEEX—9— R4 MNFK[3.3.1]
i (1.3g,4.3mmol) A=K T8 (9.9g,86mmol) F— § P K RL
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HPREFIR. MAKLAALAKRER (100n], IM) BEA K TR
(100mI)FER 3 K. AR EER. & FR, VERKERAK (89:10:1)
AEMS BRBEIFEANES Y. AdMAAT LB LERT
Beasw(9:1)F3Mpe. £%0.91g, 67%. Mp188.5-190.0
c.
% % D
1d<(2) ~3-[2- (1- PAhA - g A) 1-9- P& - 9- K XF
[3.3.1]3F - 2 - %;

¥ -9-FR-3-=Z=gKPHHEE - R -9- RELMI[3.3.1]
F-2-% (2.0g,7.0mmol) , 1- FH -2- = FHFLIHE bk
(1.7g,7.0mmol) , v (iiﬁ}‘#) %(O) (0.4g, 0. 35mmol) # A 4L
42 (0.30g,7.0mmol ) F= 1, 4- R RAWE R 15 D, A&
A 44 kEE (100nl, IM) F A L&LE‘&‘ (100ml) FRHKR. A
BéE&iExR, —{A PR, PEPRRAKBI:10:1)HAEMNS FHE 4
A Y. 5% 70mg, 5%.
od: (£) - 3- B -9-FH -9- RENKI[.3.1]E-2- %5 L&
3#;

M %D HE&. Mpl49- 151T,
3d: () ~9-H-3- (3~ (5-F&K) — ko) -9- K MIF
[3.3.1]%F -2 %;

¥(x)-3- (3- (5-FHKE) —wbeg i) —9—‘?% 9- R &
RIER[3.3.1]F -2 % (0.24g,0.98mmol) , A FTE-1- KA
(0.21ml, 1. 96mmol) F= 1, 2- =Rk (4nl) & RSHHRE 24 4
B, REXBRSHETFTHFMAFTE (4nl) BH9K 24 b, EZEX RS
Y. AREBEEER. /TR, PEFERK(89:10: DEAHEHN S
B AR sirMibed. 52 60mg, 27%.
4d: (+) - 3- (2-%(F=%vwhHk) -9-H-9- KL MNIK[3.3.1]F -2
- % LEg

Bx)-3- (2-(KHkvhRt) -9-FHX-9- KL M3K([3.3.1]
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£ -2- (4. 4g,17. 4mmol ), 1 - K I A P E B ( 3. Tml, 26. 1mmol )
7?" PR (40ml) RS e FE 1508, BEMmATE (50ml)

FFH®EEAE 2 . AR EAH (4M, 50m1) HF A LB & (50m1)
ERRSHEA, ARKE#EER, —LFKR, FEMPKEIK(B8I:10:1)
4’?7@«3"} CEFRARANES YA KB, S 2 1.5g, 36%. @BitheA
RELBiafl LR TEGRSY (9:1) FRMEHE. Mp225-
227°C.
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