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1. AFRRIFAFEH XY T :E X6 8-F 3 —IR[3.2.1]F-2-% 47
EH, RCHIEATH RS AT RAY, RECNGTHAE.

\ 1
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A,

2. RAEK 1 e9sdd, £ R R 1-A24, 2-8%, 3-B%
Xa-FAK;, FTREKAAES. 6. 7H/K 8- 45 LI,

3. RAZKR 26444, £ RIARE2-BE, CECHF/RT A
B,
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RAREKA, FARCKE; HA
R' K& 2- A&, AEREAHE A T 9 BRALIK— KX
2K BF, &4, BA, CLBREL, CeBER-C AR, Cue
AKEK, B X, Rk, ik, FREFREL.

5. RAEK 46544, XL+
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A-RE, RE-RE, —DFREARE, —CRE-RL, webRAR
g ’ "ff’s"/"i_)‘é-ﬁg ’ VR%E\-%E ’ 3)5(4 \-%_J w’&vé‘g‘#\-‘go

6. ARAEK 1S, L4

(2)-3-16-(F £.5)-2-F K )-8-F A-8- 8 & =3 [3.2.1]F -2-9%;
(#)-3-[6-(% £)-2-RK K ]-8-F £-8- R A = 3R [3.2.1]F -2-9;
(£)-3-[6-2-F & A THH)-2-F K ]-8-F A -8-R & =3 [3.2.1]F-2-

h-3-[6-(F A T AA)-2-R K-8 F E-8- R A=K [B.2.11F K;
(2)-3-[6-(T Bt A )-2-FR K ]-8-F A -8- R A& =K [3.2.11F-2-%;

(£)-3-[6-(T A )-2-3 K ]-8-F A-8- R & = 3R [3.2.1]F-2-7%;

(1)-3-6-2-TRE TRHA)-2-FK)-8-F A -8- A& =K [3.2.1] F-2-

(£)-3-[6-32-2-2K K 1-8-F X -8-K & = 3K [3.2.1]F -2-3%;
(1)-3-[6- R A -2-F K ]-8-F K -8- K & = 3K[3.2.1]F -2-%%;
(2)-3-[6-=F KA -2-F K ]-8-F A-8-F & =3 [3.2.11F -2-9%;
()-3-[6-= T &K -2-F 2 )-8-F K -8-R & = 3K[3.2.1]5F -2-%;
(1)-8-F A -3-[6-(N-vtbod 3t 35 )-2- 28 K |-8- R & — 31 [3.2.1] F-2-%;
(£)-8-F #-3-[6-(N-2k "= &K )-2- K 3K |-8- 8 & = K [3.2.1]5F -2-%%;
(£)-8-F A-3-[6-(N-7k % & )-2-F K ]-8- R & = 37 [3.2.1]F-2-%;
(£)-3-[6-(N-FH %% £ )-2-F K -8-F A -8- 8 & = 3K [3.2.1]F -2-5;
9-3-16-2-F £ A THHK)-2-F K ]-8-F A -8-8 & =K [3.2.1]F &
9h-3-[6-(F fuAh)-2-F K ]-8-F A-8- R & =3 [3.2.1]F¥%;
(£)-3-[6- F-2-3 K ]-8- F A -8-f A = K [3.2.1]F -2-5F;
(1)-3-[6-8-2-25 2 |-8-F 3 -8- | £ — 3R [3.2.1]F-2-4%;
(2)-3-[6-7%-2-7 35 ]-8-F K -8- & = 31 [3.2.1]F -2-0%;
()-3-[7-R-2-5 K ]-8-F K-8-R. 5 = 3R [3.2.1] F-2-%;
(£)-3-[7-B-2-F K ]-8-F 3K -8-f & = 51 [3.2.1)F -2-%%;
(1)-3-[7-R-2-F K ]-8-F £ -8-F & =K [3.2.1]F-2-5; K
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wAE, mAARE REEA-REAX, FEAL REZEE X
%, OCF,, CN, &&, RAVTEE, AE, ERREHXFA, fBh.
HyfeR Fiafes 5-R 6-TEFREHFE, AEX-X-R(-Y-R). 4
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o R A R At RRAAR; RE

R R EMMA, HymfeRRiaf 5-K 6-TEFLHRE, ZLRE
THLEATHRRERR—ARS A KA, FRE, TRk,
A, i, PP -_RE, 2R, RAE RAERE REE-
AL, FERE, REAKAKX, %, CF, OCF, CN, #% (sulfanyl),
A, PERREFFTE, ofe. LA PRFIEFHN 5-K 6-TEHRE
T, ARKX-X-R YR, K5 H; HLF Xfo Y S5 AR AR
B, n#h0, 1X2, ARFREEBIEREIRLERFKEL, REL
AW, RE

RAREABAA—ALRTH 5-R 6-TEREHFAL KFRKMEK
5B =Moo, 5 RFRREFE 5-% 6-TLEREARRABS AR
Ak, ETHAALTHRRKEARK KRS L kA, KK
R, mmArE, #HA, ki, PP_AKE, £2X RAKL KA
Ak, RAA-REE, FEE RAZEEKL K%, CFR, OCF,
CN, #A, KK, AR, ERXERFE, o, F5AFXRiep
8 5-% 6-THIRLEFRA, ARX-XRCY-RD).GEH; LF XF Y
bk AR EERA, n A0, 1X2, HRA REREIEKER
AERFEEA, XKAKA.
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FEPHFCATORBTETREBRETHH (BHEARX)
M8 A LB AR AR (nAChR) 78 7 69 4F A = & B 289 & 98 R 7
Wik, BAEOENEZLEHTAERAZEA LY (QLHEAR)
WAEHTALENEKLANEHE T R,

AERARE— AT ORETERBELENF 2XB/HGMNE T
AR ETHDIARFTRERSUS AT %, LA TPHREZLS
WARRKERLH A GEALALED XL A RAR NG RED,
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XETH A&,
HETIHEBRHERLEY, AXPHECENTRKERE LR
ARWmEALERH Y.

LR R e
e 8-RE[3.2. 1] F-2-BA-FRiTEY
AXRAHFE—AFTGRETHE 8-RKF=3K[3.2. 1] F-2-H K-
FRATED., KEXWAW 8- =KI[3.2. 1] F2-Hf-FRTEH T
VAR IR HBAGAEX 1| W, RC G AT 3wtk % F 44T
AW, REMGTH A HE &4

——————— UEEZ- L 8T 5

R KR, ik, &, ik, rxEEA iRk #2-X3%
-FFE, AFRL AK

R'K AT XAH:

o]

J
i

EPRREEA, A, &5E BA xRiE mRARE A
ARRAEA; R4

ROARAEIRRSHFIE, HFEBEAAToHRARERNK— KK
%k ko, kA, AR, AR X BVP_&X, 2
%, mEE RAEA-RE RAA-RAL, FARA RAZAAL,
W%, OCF,, ON, &&, KRATEE, AR, ExRERFL, 48f.
HyBFeRREF 8 5-R 6-TEREHE, AEX-X-RY-R). 4
BH, AF XA Y b R EAIRHA, nH0, 1X2, HRFR"
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Mk R ERARFRA;, RRALA; RKF

R FE A, HotabRKieF0 5-R 6-TEF ik, mLx
ATHEO R THORRERR—AR S K RE, FREA FRER
k, sk, kA, V&K, BE KRAE RAK-RE KA
E-wAA, FRE RAZRE, BF, CF, OCF, CN, #ik, A%,
BIXRSHFE, . FHmFR R0 5-K 6-TERRFTE,
AAX-X-R(Y-R), AR, EF XF ¥ BAABIRRRXARR, n
A0, 1X2, HBR#R#GHEIRAERERKRL XEALEA;
RA

RREBAEH —ARRTFH 5-R 6-TLEFREFELXEXMAER
55— AMafe, FHth R R0 5-R 6-TEREREBESARH
ki, ETHAA L THRRERK AR S K KE, Kk
A, ki, #5A, ik BEFT_HE, BE REAX KA
A-mEk, RAA-BARE, FAE RAZEKR, RE, CF, OCF,
CN, #E, £A&, ME, ERXRERFE, ofh. ForahFRiat
# 5-K 6-TEFRLHE, ABRX-X-RCEY-R).GEH; EFXFY
HE T RARERRA nA 0, 142, B RAF=RMEHEIRER
Ax A REAKLA.

AR AT EY, ALPRSHEEX (1) &7, L

RAE -8R, 2-%4, 3-RAR AKX MEEATES. 6.
7 & 8- 4x EHBAK—KHKF K.

ERKEGERFEF, KX HEX (1) 25, EP:

R KAARKE; JH

RAAE1-EAx2-B34 rEEETHSA T HRREARK
—k Rk BE, &L X RAE RAX-RAK, RAK-
wk, mAZEL, BE, BEA RAL-REAE REAL-RHALEL,
AL, stk kA, Rk FAKREA

EFHRGEARTEY, AXBALSHHEX (1) A7, EF:

RARECEREE-RE, TRA-ZR, AE-RE, ERK-RXE

12
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FARAFTRE-ZE TRAZAE-EA, zHiA-E2E FaLA-%
K, CRE-RK, AR-RE FTAREAZHE-EZE ZRACRA-
AR, RA-RE, —9REA-EA, :—Zf%—%ﬁ% AL

a2, %‘fﬁk AKX, {FJkEL-K |
Eﬁﬁﬁ%%ﬁf%¢,ii%%&%ﬁ#mi#ﬁ%%ﬁ%T
7 4644

(£)-3-[1-(2-# %K) ]-8-F A -8-FF& =3 [3. 2. 1] F-2-%;
(£)-3-[1-(2-2 %K) ] -8-FA-8-K L =3 [3. 2. 1] F-2-%;
(£)-3-[1-(2-RAEK) ] -8-FHA-8-K L =3 [3. 2. 1] F-2-%;
(£)-3-[1-(2-#%K)]-8-FE-8-8FL =2 (3. 2. 1] F-2-%;
(£)-3-[1-(2-#%KRX)]-8-FHE-8-R L =3 [3. 2. 1] F-2-%;

(£)-3-[1-(2-8% HK)]-8-FEA-8-RL=3x[3. 2. 1] F-2-%;
(£)-3-[6-(FAK)-2- f%%] ~8-W R -8-R A =3 [3.2. 11 F-2-%:;
(+)-3-[6- (&) -2-FX]-8-FHA-8-F 2 —3[3.2. 1] F2-%;
(+)-3-[6-(2~ ‘f’%% ARK)-2-FX]-8-FH-8-K P —=3[3.2.1]
F-2-%;
sh-3-[6-(FPAEXFTAKL)2-FXXT-8-FA-8-RK L =3[3.2.1]1F
7

(B)-3-[6~(TBAKX)2-FK]-8-FH-8-F P —3x[3.2. 1] F-2-
s

(£)-8-F R -3-[6- (T L) -2-RHK]-8-8 % =2[3. 2. 11 F-2-%;
(£) -8-FA-3-[6-(FHE)-2-RE]-8-8 5=, [3. 2. 1] F-2-%;
(£)-3-[6-(TaH)2-KRA]-8-FH-8-F 2 —3[3.2. 1]F-2-%;
(£)-3-[6-(BA)-2-RE]-8-FH-8-R & =3K[3.2. 1] F-2-%;
H)-3-[6-C-FRETHEE)-2-FX]-8-FH-8-F & =3k [3.2.1]
F-2-Hr;

(#)-3-[6-(2-ZRAEZAE)-2-REA]-8-FH-8-8 % =3[3.2.1]
F-2-%;

(£)-3-[6-&-2-RKX]-8-FH-8-K & =3[3. 2. 11 F-2-%;

13



99813318. 3 oo P 5E8/40m

() -3-[6-RA-2-KX]-8-FH-8-KL—3[3.2. 1] F-2-%;
(+)-3-[6-—FRA-2-BA]-8-FEA-8-8L=3K[3.2. 1] F-2-%:
(£)-3-[6-—CTR‘A-2-FZX]-8-FE-8-KL—=3[3.2. 1]1F-2-%;
(£)-8-FAE-3-[6-(N-wti e &) 2- KA ]-8-K & =% [3.2. 1] F-2-

s
(£)-8- W -3-[6-(N-wk e £ )-2-E X ]-8-H =3 [3.2.1] F-2-
% s
() -8-F A -3-[6-(N-vkg A)-2-F X ]-8-K % =3 [3.2.1] F-2-
5
(£)-3-[6-(N-Fokm i) -2- KA ]-8-FE-8- &% =3 [3.2. 1] F-2-
s
sh-3-[6-2-FRAETZAKL)-2-FX]-8-FH-8-RL —3k[3.2.11F
B

9h-3-[6-(FRAHK)-2-FX]-8-FH-8-K & =3 [3.2. 1] F&;

(£) -3-[6-FEok ] -8-FH-8-R L =3 [3.2. 1]F-2-%;
(£)-3-[6—"2k A ]-8-FE-8-8R L =K [3. 2. 1] F-2-%;

(£) -3-[7-J"&ok ik ]-8-F A -8-RF =3 [3. 2. 1] F-2-%;
(£)-3-[7T-"Edk K ]-8-FH-8-R L =3 [3. 2. 1] F-2-%;

(£) -3-[1-H-5-% ek K] -8-F A -8-R & =3 [3. 2. 11 F-2-%;
(+)-3-[1-H-6-KFfokmt K]-8-FHE-8-F L —3([3. 2. 1] F-2-%;
() -3-[1-H-5-KJjf=np X ]-8-F X -8-K 5 —3K[3.2. 1] F-2-%;
(£) -3-[1-H-6-K =k L] -8-FH-8-R L =3 ([3.2. 1]F-2-%;
(£)-3-[2- &K -1-H-5-Fjfokk X ]-8-FH-8-R & —3[3.2. 1] F
-2-¥;

() -3-[2-R A -1-H-6-FK kb K ]-8-FHE-8-K % =2 [3.2. 1] F
—2-H;

(£)-3-[6-#—2-FK]-8-FHE-8-RL=3[3.2. 1] F-2-%;

(£) -3-[6-R-2-FKK]-8-FH-8-F L =3K[3.2. 1] F-2-%;
(£)-3-[6-8-2-B A ]-8-FH-8-R L =3 [3. 2. 1] F-2-%;

14
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(£)-3-[7-i-2-F & ]-8-FH-8-K & =3 [3. 2. 1] F-2-%;
(£)-3-[7T-#A-2-A%]-8-FH-8-8 L =3 [3. 2. 11 F-2-%;
(£)-3-[7T-R-2-FK]-8-FHA-8-K & =3 [3. 2. 1] F-2-%;
(£)-3-[7-B-2-FK K ]-8-FH-8-K L =3 [3. 2. 1] F-2-%;
(£)-3-[2,3- =R EA-6-K]-8-FE-8-KF=3K[3. 2. 1] F-2-%;
(+)-3-[5-FJokwpg A ]-8-F A -8-8 % =3 [3. 2. 1] F-2-%;

(£)-3-[6-FK Ik k] -8-FHE-8-R L =3 [3. 2. 1] F-2-%;
(£)-3-[5-F & K] -8-FHA-8-8%4 =3[3. 2. 1] F-2-%;
(£)-3-[6-KHFEpAh]-8-FA-8-RE=3K[3.2. 1] F-2-%;
(£)-3-[6-F Ik K ]-8-FA-8-K L —3[3. 2. 1] F-2-%;

(£)-3-[6-KfEmk X]-8-FH-8-R L —3[3. 2. 1] F-2-%;
(+)-3-[1-FE-5-%X]-8-FHE-8-RL=3I[3. 2. 1]F-2-%;
(£)-3-[1-FA-6-%%RE]-8-FHE-8-R&=3[3. 2. 1] F-2-%;
(£)-3-[6-FRFA]-8-FHE-8-RL=3[3.2. 1]F-2-%;
(£)-3-[6-F & HA]-8-FH-8-R L —3R[3.2. 1]F-2-%;
(£)-3-[2-F &-5-7F %k A ]-8-FE-8-R&=3K[3. 2. 1] F-2-%;
(+)-3-[2-FA-6-F93A]-8-FE-8-RF&=3[3. 2. 1] F-2-%;
(£)-3-[1-FH-5-7 =X ]-8-¥HE-8-RE&=3I[3.2. 1] F-2-%;
(£)-3-[1-FHE-6-7=e K ]-8-FX-8-F&=3K[3. 2. 1] F-2-%;
(+)-3-[6-Fak]-8-FH-8-K L& =3 [3.2. 1] F-2-%;
(£)-3-[7-4%K]-8-FHE-8-KL=3I[3.2. 1] F-2-%;
(+)-3-[6-"8gk ik ]-8-F X -8-8 L =3 [3. 2. 1] F-2-%;
(£)-3-[7-"8ok ] -8-FH-8-R L =3 [3. 2. 1] F-2-%;
(+)-3-[6-"2 Bkt ]-8-FH-8-R L =3 [3.2. 11F-2-%; &
() -3-[7-"2Edk A ]-8-FHE-8-8F =3[3. 2. 1] F-2-%:;
REMEGT 25 A mR .

ER—HaeEaRFEP, ALALESGHHEX (1) k7, L

R'R % 5-K 6-THIFRLHFE, ZEKRETARES., 58N
RaFety, mMEBTERE—AABHALAN S, 0 Se R RT.
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ERAEGEEFTET, AXARSHEEX (1) 25, Ld:

RAAA® B TH5-nhomdk: XKL 5ok, %4,
sk B, JpeRed gk, Rt R, FoEek i, feBeb A, oZek L wbed
i, wbek Ik, bRtk Ak, Eovwk K, Kk, Ky lfec=w
.

EFREG LRI EF, KEAPALSHHAEAX (1) 27, LP:

R ARELEAITH 5-adesrk: 2-skwhik, 2-E3k, 4-%
e 5-vkek R 5- Zek i o-wbeE R, 2- AR, 3-wEK ek R
5- Fekep i 5-vlBup X 5-wbep gl 5- FeEe ) 5- sk B
R KA THAAL THRRARR—AX S Kk BF, K&, B4,

iz
wAK, mAK-RAK, RAXRE, AX, KAL RAE- KA
Ak, AL, PRAL-EL.

ARKEEHTERFEF, AXAPLSGHHAX (1) £F7, Lo

RARKLEA I TH6-TRHEE: —oBRA, Dok, BEK, %
R, kA, wdA, wbRA, R, s AeEee .

EFHEHEHRFTEF, XXPLESGHHEX (1) k57, LP:

R AREAEALTH 6-0zrA: 3-wbegdh, 4-wdd X}, 4-%
A, Fo 3-wbR R FEMELHEEATHEA L THRALRRK—
KX %K BE, &E&, BA, REAE, KAXA-RAR, KEA-K
Xk, Bk, AL RAEA-RAR RAR-KAL PRAX-RA
X,

EEKEGTZRTEY, KAPLESHHBX (1) 27, F:

RAREZLEA T —3mLmE: 5 X 6-FH ki, 5% 6-F(F
vk, 5 6-FIFEEK, 5K 6-FKiFERK, 5X6-FKijF= i,
6 X T-"Edkik, 5 X 6-vK, 5 R 6-FRHFHL, 5K 6-7%HK, 5
K 6-5FulEk, 6 K T-F5dkAk, 2,3-—REKXK-6-K, 6 X 759
H, 6 R T-5%K, AEO6XT-TEWKL FHELEFREATHAALT
HERRARKR—AX S A BF, &4, 2L RAE REE-RE
waA-RERX, AL, kAL RAEL-RKAL RELA AL A

16
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BRBA-RRE. |
EREAHGEAFTEY, ALABLEDAfFERERRCHEIXAT

7444 &, e A1 65 T 25 A 3

(£)-3-[2-(3-i=kwph L) ]-8-H-8- 8 & =3 [3. 2. 1] F-2-%;

() -3-[2- (3~ IL) ]-8-F A -8-KH =3 [3. 2. 1] F-2-%;

(£)-3-[2- (3-8 ) ]-8-T A -8-& F =3 [3. 2. 1] F-2-¥;
() -3-[2- (3-8 i) ]-8-FA-8-8L =3 (3. 2. 1] F-2-%;
(£)-3-[2-(3-Aekvm 3L) ] -8-F R -8-K & =3 [3. 2. 1] F-2-¥%;
(£)-3-[2- (8- Emr )] -8-FRA-8-K & =3 [3. 2. 1] F-2-¥;

(£)-3-[2-(3-£Zxwy X)) ]-8-TX-8-R L =3 [3. 2. 1] F-2-%;
(+)-3-[2-(3-:&Emr 4 ) ]-8-H-8- 8 =3 [3. 2. 1] F-2-%:;
(£)-3-[2-(3-maEwmp L) 1 -8-WH-8-R 5 =3R[3. 2. 1] F-2-%;
(+)-3-[2-(3, 4—=:Em ) ]-8-F R -8-F 5 —3K[3. 2. 1] F-2-%;
(£)-3-[2-(3, 4= E»RX)]-8-WH-8-RF=K[3.2. 1] F-2-%;
(£)-3-[4- (65— n K) ] -8-F R -8-8 =3 [3. 2. 1] F-2-%;
(£)-3-[4-(5-fuErd ) ]-8-FE-8-8 4 =3 (3. 2. 1] F-2-%;
(£)-3-[4- (5-mkred ) ]-8-F K -8-8F =3 [3. 2. 1] F-2-%;
(£)-3-[6-(4-8-1- PR -k K)]-8-FHE-8-K &L =3K[3.2.1] F
~2-Hs;

(#)-3-[5-(4- K -1-F -2k K)]-8-F A -8-K & =3 [3.2. 1] F
—2— ¥

() -3-[6-(4-#-1-F A -k X)]-8-F R -8 K& -3k [3.2.1]F
-2-%;

(£)-3-[6-(4- i -1-F % -1,2,3- == £ )]-8-F -8 & & =3
[3.2. 1]1F-2-%;

(£)-3-[5-(4- R -1-F %X -1,2,3- =} )]-8-FH-8 & I =3
[3.2.1]1F-2-%;

(£)-3-[5-(4-mt-1-F % -1,2,3- == £ )]-8-F -8 & & = 3
[3.2. 1]¥F-2-%;

17
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(£)-3-[2-(3--1-F A -wtog £ )]-8-FH-8-K L —3r[3.2.11 F
~2-¥s;

(#)-3-[2-(3-f-1-PRA-mtB E)]-8-FPA-8-KFL=%[3.2. 11 F
—2-H;

(£)-3-[2-(3-#t-1-F A -k K)]1-8-FE-8-KE =3 [3.2. 1] F
~2-H;

(£)-3-[2-(3- B RAYK)]-8-FE-8-K L =3 [3. 2. 1] F-2-%;
(£)-3-[2- (3-8 AR A1) ]-8-FA-8-K & =3 [3. 2. 1] F-2-%;
(+)-3-[2- (3-# R Ay &) ]-8-FH-8-R % =3r[3. 2. 1] F-2-%;
(£)-3-[3-(4-38-1-2-5- K —wk £ )]-8-F 8- KA =3 [3.2. 1]1F
—2-¥;

(£)-3-[3-(4-f-1-2-5—&K — X )]-8-F A -8-RE =3 [3.2. 1] F
~2—¥;

(+)-3-[3-(4-#t-1-2-5—%K = ) ]-8-FHE-8-K &L =3 [3.2. 1] F
—2— ¥ ;

(£)-3-[6- (4~ X)]-8-FR-8-K & =3K[3. 2. 1] F-2-%;
(£)-3-[5~-(4-R—7E L) ]-8-FA-8- K& =3K[3. 2. 1] F-2-%;
(£)-3-[5- (4 J-Zrk L) 1-8-FH-8-K & =3 [3. 2. 1] F-2-4;
(+)-3-[5-(4-if—Zrg JL) ]-8-F R -8-8 L =3 [3. 2. 1] F-2-%;
(£)-3-[5-(4- R4 3K)]-8-FE-8-R & =3K[3. 2. 1] F-2-%;
(£) -3-[5- (4-#t—vBrd J£) 1-8-F R -8- R4 =3 [3. 2. 1] F-2-%;
(+)-3-[5-(4--1-F Rk ) ]-8-FH-8-R & =3 [3.2. 1] F-2-
s

(£)-3-[6-(4-F~-1-F b £)]-8-FH-8-R 4 —3x[3.2. 1] F-2-

i

(

I+

)-3-[6-(4-#—-1-F bk ) ]-8-FH-8-8 % —3r[3.2. 1] F-2-

¥

b

-3-[5-(4-2—FoEkrd ) ] -8-FR-8-8F =3R[3. 2. 1] F-2-%;

(+)
)-3-[6-(4- Rt Eed JL) 1-8-F R -8-8 % =3K[3. 2. 1] F-2-%;

(

H+

18
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(#)-3-[56-(4-#— ok L) ] -8-PH-8-K F —3R[3. 2. 1]F-2-%;

(+£)-3-[5-(4-f-k e ) ]-8-FE-8-&F =3 [3. 2. 1] F-2-%;
(£)-3-[56-(4-RA-—kvAR)]-8-WHE-8-8 L& =3[3.2. 1] F-2-%;
(£)-3-[5-(4-#t—kvhR) ] -8-FH-8-K & =3[3.2. 1] F-2-%;
(£)-3-[3-(2-#-wbw &) ]-8-FHE-8-8 & =%[3. 2. 1] F-2-%;
(£)-3-[3-(2-K-wbw ) ]-8-FA-8-R &L =3[3. 2. 1] F-2-%4;
(£)-3-[3-(4-i-wboe k) ] -8-F A -8-K 5 =31 [3. 2. 1] F-2-%;
(£)-3-[3-(4-K - )] -8-FE-8-K L =3 [3. 2. 1] F-2-%;
(£)-3-[4-(3-i— &% &) ]-8-FHA-8-RE=3[3.2. 1] F-2-%;
(£)-3-[4-(3-R -2 %K) ]-8-FEA-8-RL =2 [3. 2. 1] F-2-%;

(£)-3-[4-(3,6- =32k X)]-8-FH-8- 8% =3[3. 2. 1] F-2-
s

(£)-3-[4-(3,6-—R-2%H*)]-8-FA-8-&RFE =3 [3.2.1] F-2-
.

(£)-3-[4-(5-F 4w HK) ] -8-FHR-8-KE—K[3. 2. 1] F-2-%;
(£)-3-[4-(5-f—zww L) ]-8-F R -8-f 2 —3[3. 2. 1] F-2-%;
(£)-3-[3-(2, 6-=F i i) ]-8-FH-8-RF =3k [3. 2. 1] F-2-%;
() -3-[3-(2-RK—wbe L) ] -8- PR -8-R L =3k [3. 2. 1] F-2-%.

BAX R 69 2 S

EAEZRNEY, BFLATR R BRABET.

EXEXRAETY, RKEETFT—NiofLER IBR®. ER
B ELSA 1-18AEETF (Cw k), FHAZEL1-6 AFE BT (Com
IR, adERE, JRE, Ik, RARE TAFFTEEN. E
ke LG EP, RERE CLRE, TR, FTH #HTH
FoR TEAEN. EAXVGEEEZERTEY, REARE C-BA, %
AR, TEk, "AXFAL

ERAEXHAET, FARARTFTHREIRE, KA A 3-TAERT
(Co— 3B K), aFxrAE. FTHR, FRAPRTA.
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EARXPAEY, BREEFTEA—AIZAEGHEE, Gl
—H. ZHEAEHAEN. ERBRGERETEY, AAVKEKL0E
2-6 NERT (Coo#HR), AT 22T A, ARLLH Lk
FEV,AEXRGEBERACHER 1, 2-K2,3-AHE X1, 2, 2,3,
X 3,4-THX.

ERAEXPRAET, REXTFTLA-AXREAZHGRE, 6=
Be, ZHAe S i, AHhRGERFTEY, KAVGREOGE2-6 A%
BF (Coo X)), AVAES—A=Z4. EARKBYEAETET,
AKX e h ik, 1,2-%2,3-Akk, 1,2-, 2,3-K3,4-T
x.

EAZRAETY, FTRA-RERF EZXHFRRL, ZRRE
BRRERAHwmEZ XA, AR E-REAR L4 0FERR
Ay EfrmiTik,

EAXPBAEY, REEEF RA-0-"XH, A Feirtet

EAKHAREY, RERX-RELFT RE-O-REEH, X F
#y 53 de b 3L

EREXPASET, REAE- AR
H et iide EE X,

b
S
3
e
2
&
i
T
%
=

BAEPAZEY, RAZEEEAT ®EA-CO-0-"AH, L+%
b B o

AEAZPRAEF, REATARME N, 4 NI-5E), H&
(-N(BER) ) BIEKE, FREpE Tk B SR BAR — K 3w k.

EAXRART, BXR-ZERFREATERRERTERE. K
EPkaeF A LA EH aEFERE, REPEL,
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EAEXHALEF, FRELA T EZXGER-RERFTE, &F
LERERAM P LR LGREAE, KXREAGFREADFA,

AREZHRAEFY, FAEEFT FRA-0-"AH, A P8 F LA
BV SE RS SERS S F W

ERAEBAZY, RAXARAKBALZEZILNGETRA, B
THRARRGENKAARINFESRGRAEA, wETNH, FEX
REORRKAEFRESTED.

BEAEBAET, 5-R6-TLEREHFXRAAEREHPI|A -4 K
SARRTHERKLEY. KAGERTEAERN, £(0), #H(S)
Foi% (Se). FRLEMBRNAFTAMY (FFRFh), RafPRIFHFRiep
9.

AL PG FERERLFAOKE 1,3,2,4-% 1,38,4,5-=&
—wp R, —eBzek R —eBer K 1,2,3-, 1,2,4-, 1,3,2-%K 1, 3, 4-
Zokek 1,32, 4-%1,3,4,5-— ke Bk, —eR =k —uReR
1,2,3-—skep K 2-% 3-=kwhik, =k, 1,2 K 4K E, =
B, Fokek-3 4 % 5-%, FeE%-3,4%5-%,1,2,3-,1,2,4-, 1,2, 5-
K 1,3,4-E -3 4 &K 5-%, Lwgk, E=%K, 1,23,4-%
1,2,3,6-"8=wk Jt, vBep-2 4 K 5-, 2 K 3-wEHK, 1,3 K 4wt
A, 3x4-#rEHK, 2,3 R4 H, 2,4 X 5-FRE, 1,2X3-%
e 01,2,8,4-%2,1,3,4-wgee 3k, Ko wk-3 4 K 5, Ee-24
K 5-H,2 X 3"E ik, 1,2,3-,1,2,4-%1,3,5-=%¥F, A& 1,2, 3,
1,2,4-, 2,1,3-%4,1,2-="43%,

AXBHhEAEI PRI BRPEFRLEEG X H 6K
1,3,5,6,2——"& vk 3k, 1,2,3,4,5-, 1,2,3,5 4-—v&_wkj —ef
Wik, 1,3-—ALxAHL, 1,3,5,6,2-—F %X, 1,2 3,4,5%
1,2,3,5, 4=k —ek 3k, 2-Jpuked X, Jpbeg Ak, Jpwebi, 1,2, 3-
F1,2,4- =5k, Gk, ok, 1,2,4- 1,2,6-, 1,3,2-,
1,3,6-%K 1,4, 2—%% K&, i, FkER, %wik, 1,2-, 1,3-%
1, 4-wewh ik, AR 1,2, 3-wek ke,
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EXEPRET, 5 XR6AERLEFEAEHMEERRS — 5 X
6 THEFREFRERANKLEFAINw EZX 5 X6 TERLF
X, EH5XFEERF—AL&E 5 K6 nLFiLHe.

AZPHEEG R FRGEH 0.3 3,4,5,6-% T-BE, 2,4,5
K 6-F ke, 1,3-KHfF—-%-2,4,56 X% 7-¥, 1,2-%EHFHF%K
% (benzisothianin)-3,4,5,6, 7 % 8-, 1, 4-¥ 3 3%%-2,3,5,6, 7
*x 8-%,2,3,4,5,6 & 7T-}itkvhR, 2,3,4,5,6,7 K 8-Kifwuh ik,
1,3,2-, 1,4,2-, 2,3,1-% 3,1,4-% &% ¥, 2,3,4,5,6 X 7-%(
vk, 1,3,4,5,6 X T-FRJfkwhik, 1,2-R 1,4-Kiwbwh i,
2,4,5,6 X 7T-FifEekHK, 5X6-FFE9R, 5&6-FKF=rkik,
2,3,4,5,6,7 X 8-FKjF—QAwwhi, 4H-FiwdmHE, 3,4,56,7 K
8—vgvkik, 2,3-—&4L#-2,3,4,5,6 X 7-4, 3,4,5,6 X 7-7 =k,
53X 6-FRHE, 2,3,4,5,6 X 7T-3%K, 1,3,4,5,6 X T-Fu%i,
2,3,4,5,6,7 & 8-"&akX, 1,3,4,5,6,7 X 874k, 2,3-—& %
#-1,4,5,6,7 & 8-, EwJf[3,2-b] &k, FoEwrif[2, 3-b]%
ik, 2,3-—fR%K-1,4,5,6,7,8-3, 2,4,5,6,7, 8-Erkek i, 6 X
T-vEdk Ik, 6 K T4k, K 23,5,6,7, 8-EEdkiL,

AXREHTARFRERERREBX. EHFLEHBXAET, ©
MTRALENES T ABAREEZRBTHRR., EAXVAZ T, 44
WA FMLERABUESHIFH—AXEARTHEIER. M. °C. "C.
PTLPILPI R FAANRKRAERTHRALEEZRK. AEEHA S
AR FARER KT B E.

AR S 4K

AERREHTAR (D) Fo Q) HBRXRABILNERY X AL, TEF
AR IL K IR E— FHERREHELRLPREZA,

PR TT AR A Clo 7 kA BRI A sfwik, —FHo B
xR RS T ERIAAETHRR, REBAIABRAHELEE LEMEE
o, H—#HHHREGESAZRLFHEGTERATRERL
e EEF X, B, KAAGIERLEH TERAI s B LS d-

22
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H1-3% GAERE, Fbom ik SRR %) @32 A3 Mk

BEAL RS E R ABELERRE, EHEH ()X (G)
FARE. DXRO)FHRR., (H)RC)BRRGEE BRI
Exd kB, RABIRLARESDER AR I TEREERLE AR
FX AR ATERE, LTS AKLANSHETHS.

o rAFTHAEGEECTHZALRGR T L od), XEFE oK
Jaques J. Collet A, & Wilen S & «xfmeik. SFF&KEIFH)
(“Enantiomers, Racemates, and Resolutions”) , John Wiely and
Sons, New York (1981) YAk &7 .

Ko & WAL - 4L 5T VA i 3% R R A &

HE
AEXRREMTARESRARZL L BB X4, T80
WXOEALXRLEWGHFE(FARL) THEROGERTH B X,
T M A 6 b QR R T L F 6 LB A A AR A ik,
#, HlettEaEBRGARE, ITELASERNALES, T4 A
BROMBRE, ITEASARGGARYE, MEABROERYE, 4
ARBRAERYE, MTEBTROTRYE, ARG LES, 4
B kBB, MEAARKLBRGR KT, fTEHEER
R, MMEARXTROXTERYE, fEANERGAERYE,
BTk AR RG T RRE, T RARRONARBE, AR
REEBRE, MTEATLRGTLERYE, MEA5RRNOSRABRE,
FAEBLEBRGLERE, MTAALBRYARYE A AL ERYY
kB, FTABR_BROA_RYE, ML ABRREBYARES, HTE
AR TRRE, MABRX-2-BBROE-2-8& %, 414 A4
FoFTERHAR_FTERE, /TEAXKBBROARBEL, FTE A LEER
ML BRE, MTEAARBRGBEERE, fTLOEMKRYEHE L,
MARABLROGBLRE, MMEAANTESRGNPESBREF. X
3 3T 3 KA, & do i Ao S0 3T 49 5 SR K.

5t

‘ﬁ]‘
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Ee@b¥m, REFRATHABX, L TAARNEEFTEL
KA B T 25 R B R 3 eGP Rk k.

AERLL PG BEOCKEBRLEEE, wEEIAGEALPEH
R

AEZRASHTORETHREMN WK, TEFH R TIEMRR
RITERYXFE. TEBBXZTRAAEKRSHHBX, o—KEH.
—Xkb& M., FREYH., ZAKEGH. RSB FHBA. BF, AL
BB MmE, TEBRGALERTERYXMAAFF.

4 FALRE YT

AZ RSB TARBER RSB GETFRT AR T @ E
et F Bk 84 7 R A

AERVHEREF RARALC N, RETHCoFEHTE
JR A &

ARAFRF K, TARAKXRALESHHMA F ALK ALED.

AR EHRFEF, KAPLEMTETESF EZHE, ZF 6
I

A X (D sEH:

FEd R ALEL,

EX R-Li 4% (AF RWKXLHZNL) BB, BERKGE
e, XK

B) X (I1I)444%:

— |
NR/ 0SO0,CF, (1

FF R AR,

24



99813318. 3 oM P FE19/40m

EXRXUEHER, AP RWALHEL, BXREARE, M
B, XA THREL; X
C) FERX AV)4é4:

oc—N »)—R’ (IV)

K, R e A XA E L.
BXEEGRE R TRERFTE5E, PleFiE. &8E.
#ME. 6iEESFE.

EHEE

LZEWREPEHAMBHIEATHN. EXXBRAETF,
KE AP RN 7B E BB CBER LA (nACKR) 898 FH N, 45 %3
M, FRMAZFNHA T A.

AL EALEY MR —F AR GBBREEEFHA,
AR SEAMBAEAGIAERAIRK LELXMHEEML.
S, BAEARALNIEWEAARNGER > LI BHGES, FHEE
Fp ) i Ay Z ik AR E T B .

R, KAVHESHHGFKREETEA - HRXSZHTEG®: 2
A %50 nAChR's B AR 2R, H5) 20l fo/Xa7 ER AR SHLESZRE
W, 55-BEKRTALALEESAEFN, SMARY AAKERME, #
S A E, BB/ MEAA RS, KRAKEE, RAIEETHE.

WTECMEEEFRER, ALXALESBTATEFENERREL
i, w CNSHXAKR, TFTHERMKGHXER, ALFREA, #ELK
MEFKA, ERMEAEmRm, K, ARAE AT YR %R 68 R

BhAERFTET, AEXRAVEHTRAREZT S TRAZE5EAH
kA ERE. FAXER. XEERIEPAOHEEEE, RINERA,
3] MR, W EBRIEER, Alzheiner %, EAEARE P, EF

25



99813318. 3 oM P ZE20/40m

AXREFHITER B 2, ¥4 &K (Parkinson) %, FTE&HK,
(Huntington) #5, MLESMEM L, THEEBHE (Gilles de la
Tourettes) %6 JE, WAR%E, BRIEE, BIEHIARE, Ko EE,
RIS 5 AT A KA R (0CD), B R, A X Ao ZHA%K S,
R BANEMIE, XAFHER, 4 F&L, AIDS-%HXK, Z5HREE,
SPAMZRE, Wik, AEBEE, BRABREHER, 2HIE, &
MAE, TE, tHEEen, HAREE, BHEEAFEZLE MRS
R, BHgX, HE (Ganser) 45, Z8Wdn, EEahiss
AE, BHERTELEESE, BEKE, REXABPHFHER (jetlag).

EH—RBtEERTET, ALXPLEDTRARESTL TS
HEMARBm. KARER, OEREELHE, &%, %75 KK,
BB, %n, B, RABEHBR, BHLE, THfHhBE,

EHR—HREZEFTEF, KARRESHTRARET NS REA,
e PRI, ELWE, HFhEFSHELFE.

EX—RAEEHRFEP, REXPHASBTRAEREFTHZ2ETHAEE,
AIERSHEAFELGAZ T M.

B —REFERGTEY, REAPALEHTRERET X ERER.
KPR FIE, CHEXEREEAMKRXE, EAEFBESE, LFEKR,
REMm@, HAEBER=/AF (collitis) Fo 5.

AR —RELZRETEF, AABRRESDTRARETRE, PEX
FHEGEHE, BRI KBER, AR KMARER, KEERA
B %3 B FEIm

BE, AEPEWET R K& TR BB TP 800 A R
R, ZERBEUDROELARTTH R, oB¥E, MAKY Fd
HEB. TFRADE, EF_REFEPEF_RLEHGH, 2
BB, RBED IR RS — AR EH, LSRRI,
¥, BR, ZEARAET, F&#H, SERRKARRLSK AR EW
Ha,

AXLFH GH " HETAREERGET. ABHXEHR, AES
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AR Y RSB N R A7,

% AR

AZXRH 8-RFE=H[3. 2. 1]F-2-HP-—FRITEY, K2
WMaH R ER ol EARFRGRELS Y, TESHSEH F % T,
HRAERATHERBRE (HERAR) G587 x T A4S B L AR %A
%4,

AERAHZ —FaRBETERIERANFT XALBG N Z T ELR
ARAEDIHRIARTRELS S HAGTE. REZX—F %, RE
oM A R EH X G RL PSP R AT ok X S8
HEATRAY, REMNGTHAH.

Bkt saFEF, WEERMF ik A PET, SPECT;MRS, MRI,
CAT A A4,

AZRAESHTARALIFREXFHFRBIER. EAXBASZT,

DR A TREHEAMAANENES, ANaREE LTI TH
) PTEAS .

AERAFRLEBHEEREEY A BHBEEEH AR, E
WF KA TN AENRTFY. EARXAAS P, AH
AL EZER C, BF, 0, "N, I, I, "', *H# “Tc.

AT HE&ERZ AR E TG T EARTH EH 4 [1C]0, "F,
AR B A & AP ak F 4L 69 Nal.

Fra &, [CU]0, TR A [NCI-FREAAM, w['CIHI &H["C]-
ZRTHERFE.

AR e [T 47308 1 - 82K\ - 1 - % - 3- A4H N-8 ERA
AR LAY T e KB K ARR P4 4] & [Elmaleh % ; J. Nucl. Med.
1996 37 1197-1202].

AH PN [Fl-RARRARY N8 Wit 4% T o #l &
W096/39198 A& 4] &

ST AL T AR P AR i
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E—Ahkeg EHETEYT, FXRSKERRFERCHSHTHE
% kg ik, HAR UV AEER/ SRR,

EA R ExETEF, KAPLESDTEIALS T FIHEAR
e Z B ATHT, HANXRALERTFHRAALE, AR, M. °C. “C.
PI. I I A UF, REEBAZTAFTARERRAE.

BEHZARBERTEY, RARXLPHERZLNS DG HE S
ik B ALK S X LB ERAAK (PET), 28 F R4+ AL X Kb B
R A K (SPECT), B3tk bi% ik (MRS), B3k 4E MRD) v &3 E ik
e X B ERAAK(CAT), Reflegasd.

EHFALRAFTRZHN, SEGROEAZRBLSHARZX SR
HAFFILH XKL A EH.

ARITAELRGERAG EFZH, ZRAGHRRIERFTEALBPL
LWL M ARETART EAKREO. Ing - 100mg, #HikH T 54K E Ing
- 10mg.

B LW

AREPHGZ —F BER-T —FHGEHasH, LOEBFAK
U AKPILSY.

AXRAREHRTEITE, ETAAELRBLESHHIL Y, =
HAFEFERY (ERAL AR TESHEBX) 5—#FX 2 #H
Bl BB, Bhf/IHFEN-RAHBRGHAESHTX.

Lkt Ly Ef, RAVREGEHAL P OIELLRE
DAL THREXSTED AR —FREFHTHAEK, FEdbb
KECETFA/XRERL. BHRLAR THESH, XELECHSH
i hemsRAMEY, MBANESEEARE.

AXROEHALSBTARES R, M. 28. BHF (6%
ZHFET) 2K, NEXEHE (QLIENA, X THhHHK) 286
KX, REAZELSBAXRKALE G X,

AXPREHEFRABIH., 45, IHENTUARNR G DA
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SMAEJEENDY K, REND TAREK, Hdb kWAL E,
FrRmEik., EFk. Lk, BA, RALCNOEKRE, FAXk
HBAHToREA, LTURAXESEABLHHENBX; L
FREGCEME (ALFERLT) RANELAEHARTEA. Xdpms
WAL FLERNBTOREFTREHZGFARS, AXLLEERLS
IS, FRHEFELEHNBTOL ETEGENEALAGBHN TR
B ARiE B0 EE RS

AZPUABTAZH ARG O RAERENDLE. TAHRK
BAARERHANGE, THAMNETROLLSRALFHLETRAKHI
ST RABEHEREAS.

ATHARLXBUESHREL ALY, THREATAZ BAX
Bk, BABXHMNaERMN. AH. AN, KEXN. AEMN. £/
Fo T o HBEMN. BREATAZ—FHXEHFWR, CNTAREH
. FARA. WEH. BEN. BFEHN. 4N, HGAMN. HAH
R, ReLHBAR.

ERHT, BRI @MBAK, N5 ERRL RS,

ERFF, ERRSEBEALELELETHRARAE S E R,
IF BRI E T KA Kb

BRI R MRS A 5 R 10%EY T0% G EBRAESY. SEHGE
WARBEE, mEBeE, He, EHE UE RK #iH, &6, 9
B, FFkK, PES%E, BVRLEEH, KEER, TITKE.
KiE FIH " OHEERCSDEEDBRRER 09 OHHHT RS
FH, EFPREAXRLBAR, FHLODHEEALCE, Mambis
4. AFZEEAEMNFRAN. AHMN. M. KEMN. LA, AEHN
Fod FART AAEE S O IR B 6 BARA A,

AMEEN, BARRBELE R B EYHERADXTTEE
o, FRAERHHFEBERSHATHTEY, REFBRGHHIRS
PN FARDABELA, #2453 mE4L.

EAMELBGUEMTALRARER, HE, FH, HEKEAM,
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FMN, AEANXRFMNGBX, AR AEERI I, BL4HA
AR € 4m ol 538 AR,

TARE R IR R, Rk, AR, Pl KR K-8 8%k,
B o AF By 38 IE R B A T AR GBI ROF BLF R R

B, AKX TARKNEA TEHEL S (Hddiay,
kR REXREERE) GHA, FETRARELENEBXEF4L T
AGRAGEER., FAALEHE, MBREERSHNSEZSF. 4
SR TRAALTHEIKREREAN FHEFR, B&. RALREX,
FETAAARNHEN ZFHN. BEAF/ XA, 5—F5 @@, &
MRS TAAERATAESIRE N L AL RKEES GH N
X, RAARXAEARGAA S BRBEI & TFEZERKA.

ESuREAGKERTEAIR TR ERTRAHNE, HTH
EMAELFZEHMN. AR, BEMNPIEHHN.

ELOREAGKRERTEAIR MR ERERLS IR TLSEBRYR
MK FHE, EAEHED R XAREGRIE, WK, PEAS%E, %
PIRGHEN, KECcrmEFAH.

ALK Q36T A AEAR A T 3400 o R 2 25 A R AR XA M 6 B
BHEXHA., TERABXOEER. BFk. ik, XLHHd
FREWRLSINETEREEN. AR, BEZHN. EFH. ARFX
KEeRA, 28H, WHARN, BEMNF.

NSTEMEARGRNREY, KEXPUASYTRAERARZLERN. BH
KA, REAEHBR. K F Ao BN o T 2R ARRE R
i, HmANGEGERNFo/RBRKANEE. BATAKEXBERERK
AL, BEERSA RSN, BT, %A, BFH. ¥
G EEE AR

EAvEERLENBL VWA EFRRIA T HERLE (AFH
EHRTEARREER) FHORMN, ERERLSLTHERER (%
BREHBXEELETEBK) AGKEHN, AREFERRS A TELR
AP gk vk,
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ARREBSRTHAFALAL (FlFfF. ABFXRER) 4
BmE SEN. MAHTAER SN EH XL, AL —HELT,
stTFHEABERRBELY, 2L TAILASESMEARER X
BHRER, mdTRELG KA, WTAEYH TS EHNRE
% 5.

R ELBATAAAELEFNER, A PERRSALSESEH
04 e R 55 T X3R4, AP 33 A de SR RALER £ (CFC), #l4e =&
ZRFR, ZRATR, XR—fAWRLK, —A4LHE, RELECERL
h, LEMNBFTRAL AR HERIEIGEAGERN. HHHNETH
R R

B—F M, KEXPEERSZETIUUATFHE IR, Hlitd P
B ISR EFTHANHELXRSY, HEHRELALE, &, it
BB B R FEAG L EFRECHREEEPW). BFRRABRESE
AERERY. PEAASD TUARELMNB B AL, AP E
G, REARAABAZSLERKGRELALY.

AOEEAGMAENGSFRELH AL T, REBHEER
FER, Blde Spyn REF DB FLR. BHABEETALRKAB N6 5 %
) o f AL FR AT

FEut, TARRESREFATHURSIGBEH.

BRI R A RN, EXEMBY, HATEIREAE
oA RN T, FEMNETARZAGERNN, 2A2LEH
FHOEHA, OEAAN. KENFELIRIZEAGHRA. &
A, FEAANBTALKE. iH. BEANXREMNREY, EFTAXE
LR XEHE G OEHX.

ATaoRLHEANIKEEN R THKREEREL T GRAK
R ALSY.

HAEBTETANARGSEH. KRERERRL, #2HEE, AP
PAHEFEUEANELR, E2AmATLENE. B RS ES
FEA4 0.1-4 500mg FHERS, Hiksy 1- 4 100mg, mKEL 1
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- % 10ng FHRS DS WELSLITHEIT.

%’EE‘E'}%%T, AL ZE 0.005 mg/kg i.v. # 0.01 mg/kg p.o. &5
FMETETAREHELR., NERLEGLRAY 10ng/kg i.v. Fo
100mg/kg p.o. .AEMEE A% 0.001 - 4 Ing/kgi.v. %4 0.1- 4
10 mg/kg p.o.

BTk

AK P Y Z ARG MBI ACh AT H, BRTHERE
K — & 5| i RO wR A R AR 6 R A R B A xS AR ACh AR
FXS-BEHTAGERAFTELEGFRE.

AKXV F—FaFRAEFIERAEGTHY (GIHEARX) 8
WA LB R mAChRR) AP AR FEAREN AR, K AXTE
Mk, HHFEORESELLEARAEROXEALEGHY (LIEAR)
%A EN AKX H T B,

EAEPBAEF, Kid BH "HERT. MGREMR, KiE K
FmEEAERA. RAREHRARRAXGRE.

AREGERTEF, MERGERIEXRATENHZLZAG K
FAREA, FRMWKEBEHEXEXAXNGERIELA, AF LA,
WMEZERENMBREEAXGER, REMBRRE LA ELGER, £R,
VA B A L A0 5 J 3 R P B e Ak B AR K.

EFRZEGERTEY, TEAZZEGERIEANEEE,
AR, FIEH, LR ERNEER, Alzheiner %, EE SR
b FENAREFHITEREE, Parkinson #, Huntington #,
WL 45 PE) % A8 4L, Gilles de la Tourettes %44, WA, BIE
JE, SIERIARE, HASEE, BREAIHTAHARER(CD), &
W, kAt ZRASSRZ, R4S EMRHE, X/AEBK,
B ERL, AIDS-%%, £5HEX, SMAFERE, KkE, HAiEH
s, REMWEHER, BHEE, BaE L, A6E%e%E, £
ARME, BHESLESGE, BRESF, BHEER, Ganser L4 %,
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WA E, ERAPEAE BHERRESE, BKE, KLEAS
Foht it iR (jetlag).

BH—REERTEF, FRAMKENBERES LA LG ERRE
AAEEKRERA, S&m, T, KK BB, %%, BEE, &K
WEFER, EHTE, FRPHREME,

BFEZAREERFTEF, WS REALITREERE, B
fodE, B EASHEEFE.

BEFOAKBREAEATET, WETRERINBEIALERFLY
BT,

EFIARERFTETF, XENBEIEEEALOERER LA
ABREMEB® R, WwEAPRBEEE, LTERR, XEHBRE,
RIBEBR = A X A5,

EFAANRRERTEY, ARRAIEE, FPEXEEG LM,
BRI E AT, ABA R RATRER, KEERARLI AR,

BFZARBEATEY, RBEWRARABAARETTH = 2d
ME, ThAHEDReEER. TTERDHE, RF KBS E2pEH
ZRAEFEHGW, REH.

B, GEMAHNEAL0.1 24500 E4LEFHRBRE, £4
R 10 EH 10 EXEBRI R, BRLH—KRIBA, MANZHEFE
RETAEKLHFX, 2HMNE, LENIRABESE, HEFOE
FRGBEIGHRE, TAIHELAREENS S22,

% 34
T3 Eab R THE—FHBEALA, 124071 F R 2T 5 X R4
TRy 9 A KL H.
% X
& 5564
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WK PR AT AR A K b Rk 8 B K A KA T R
£ TH4T. EERBTBRIERAARBREAATERAN, FERELHT
KB,

(+)-3-[6-(FTHRK)-2-EA]-8-FA-8-RL=K[3.2. 1] F2-H%F
I 8 3

~7T0CT 2-#-6- FPRAK(8.8g, 37.1 mmol) 59 &=k vh
(150m1) & #%& F A T A4 42 (17.0ml, 40.8 mmol). —7TOCHHBREY 1
B, REMAR SR (5. 2g, 37. 1 mmol) #5vg .=k %h (75ml) &E#&. -70
CHRBF RS 30 54, REZRHKE-20C, £-20C TRAKAALAK
7% % (200m, 1M), ﬁ‘/m/m AE|ER. RASYA CE (50ml) FIRF K.
AGhBELS, FFRAFHA-Fsb-3-FR-3-[6-(FHRIL)-2-
ARA]-8-FHE-8-8F2—3[3.2.1]F¥k. ¥ 4.06g, 37%.

50CHHFN-Fsh-3-2K-3-[6-(FARK)-2-KX]-8-F K-8
£ —3r[3.2.1]1F % (2.50g, 8. 4mmol). ELALELR (12.5g, 105 mmol)
5 vg S.7kwh (50ml) #9R44 30 4F. AT EH EABKREA. MAAA
1647 (3.8g, 67.2 mmol) F» B3 (60ml), JF#HIRAMW 20 54, ¥R
S n AR EEENL, AL FR, FELHRAK(89:10:1)
Bl FHBRIFENESY., MEGEBAI AT RO GLES
¥ ELR AW (9:1) 4. £ 2.0g, 60% Mp 192.6-195.4TC.

®)-3-[6-(FX)2-FA]-8-FEA8KE&E=K[3.2. 1] F2- %% 5
R 3

~70CTFTRm2-#£-6- FALWAIKXE(8 3g, 28.5mmol) Ky v &,
vk wh (100m]) &%k A A T 42(12.5 ml, 31.3 mmol). -7T0CHKHF R
Sdp 1 b, i weASE (3. 92, 28.5 mmol) #v9 A=k #h (50m1)
Wik, BRAOVMEBA-TOCHKI 30 94, REEHKFE-20C. £-20T
FheAfEANKEZ(T5n]l, IM), FARREPINELER. REDA
LB (75nl) FIH K. A 6 hsAH =244, /F F RWAKFH R-F51-3-
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k-3-[6-(FREAFTAL)-2-EA]-8-FPR-8-KE=3[3.2.1]F
. &% 4.9g, 53%.

50C H# 3 A-Fosb-3-FA-3-[6-(FTARXFTAKX)-2-XK]-8-F
A-8-R L =3[3.2.1]FK (2.70g, 7.9 mmol). FEE B S (11.8g,
98. 8 mmol) 55 w9 S,k wh (50m1) 69 %4-% 30 4. Al 69 R ALEL £
MmN A 8447 (3. 5g, 63.2 mmol) Aw LB (76ml), FFEEHRAEP 30 5
A . %Imn%aﬁmk:\&h@m%m AR TP, FELRAK
(89:10:1) b, HH# BBAFHANSY. MEGEEALIMANE LB ASH
LB PERRSW O:DHFF. &% 1.4g, 60% Mp 191.2-194.7
c.

(+)-3-[6-(2-FRAAZRE)-2-FE]-8-FHE-8- K& =3#[3.2.1]
F-o-HE LB

-70CTH2-#%-6-(2- FREZAL) % (8. 0g, 28. 5mmol)
#yvg &7k wh (100ml) &% A mA T 342 (12.5 ml, 31.3 mmol). -70T
BERSW 1 e, BEMRAFXSEF(3.9g, 28.5 mmol) #5vI A"k
(100m1) sk, BME-TOCH I REYW 30 54, RERAEFRIR,
Jm A B AAL B K & (100ml, IM). RA-4 A L& (100m]) I K.
Imp%*ﬂval\.k&)}ﬁk@k i, LR Wk, PELRAK(BI:10:1)
B, FAR-Fst-3-FA-3-[6-2-FARACAK)2-FRK]-8-FA
~8- §L~r-£r[3 2.11F%. % 1.44g, 15%.

50CHFEA-Fosh-3-FA-3-[6-Q-FRALA AL 2-KK]-8-
WHA-8-R & -3[3.2.11F% (1. 3g, 3.8 mmol). EHELK (5. 7Tg,
47.6 mmol) 5 vI .7k vk (100ml) #5844 30 94F. AR 0 RHEE
&. mAGEAAS (1. 7g, 30.4 mmol) A L& (20ml), HWHREM
20 5-4F. RS ALAREKREFELL, UZRATR. PEERK
K (89:10:1) #l, B HBEHATHS Y. HAEGEAI AT LRI
Foth LEEE WERSH (9: 1) #F. % 0.25g, 15% Mp 157.3-158.9
c.
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h-3-[6-(FPRAFTEE)2-FRA]-8-FH-8- &L =3[3.2. 1] FK
T L a
BHA-Fsb-3-2A-3-[6-(FAEXFTAL)-2-FXA]-8-P 4
-8-f. 2 =3r[3.2.1]F% (1.0g, 3.1 mmol). BtH4L (20g, 50%/74K)
528 Gnl)MRAYER., 2 5L, FHRNLATE 25 FE
BBHA, RbAbBhRSARREESHL, AR Fl. FPELREKK
(89:10:1) ZLl, ML ESH. MEHLEBIMNE LRI LR
5 WERASW9:1)HE. 5% 20mg, 1.5% Mp 126.5-129.6T,

(+)-3-[6- (TR ARX)-2-RA]-8-FEA-8-K & —3x[3.2. 1] F-2-%
YR

BAKRAE TR ()-3-[6-(F£)2-KE]-8-FA-8-KE =3
[3.2.11F-2-%(0.49g, 1.8 mmol). Z B A4F (1.9g, 18 mmol) 5 =&
V5 (20ml) #9RA 1.5 DB KA RAW, A S AR KE & (1M,
50ml), BERMLBRLE (2x2m) FR, MEHEEITRANG L RS
LB WERASY (9:1)#4F. ¥ 380mg, 50%. Mp 154. 2-155. 6
c

B A Hu & T 3464
(£)-8-F &-3-[6-(ZAK)-2-FK]-8-R L= [3. 2. 1] F-2-%;
(£)-8-FH-3-[6-(FHI) 2-BX]-8-8F=3K([3.2. 1] F-2-%;
(£)-3-[6-(THRK)2-FK]-8-FEA-8- KL —3K[3.2. 1] F-2-%:;
(£)-3-[6-(BK)2-EK]-8-FHA-8- 8L =3[3. 2. 1] F-2-%;
(#)-3-[6-(2-FARKZHKL)-2-F K] -8 FHA-8-& 4 =3[3.2.1]
F-2-H;
) -3-[6-2-ZARATEK)-2-FA K] 8- FHA-8-8 & =3 [3.2.1]
F-2-Hr;
(£)-3-[6-8-2-KK]-8-FHA-8-RF&E=3K[3. 2. 11 F-2-%;
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(£)-3-[6-RHA-2-KH{]-8-FH-8-KL—3[3.2. 1] F-2-%;

() -3-[6-—PRHK-2-KHA]-8-FHA-8-K I —3K[3.2. 1] F-2-%;
(£)-3-[6-—ZRHE-2-AK]-8-FH-8- AL =3[3.2. 1] F-2-%;
(£)-8-FAR-3-[6-(N-& bt k) -2-2K]-8-KF&=3[3.2. 1] F-2-
2 H

(£)-8-F A -3-[6-(N- R H)-2-F A ]-8- R L =3 [3.2.1] F-2-
s

(£)-8-F A -3-[6-(N-vkE H)-2-KKX]-8-R & =3 [3.2.1] F-2-
¥

(#)-3-[6-(N-@vk %) -2-RRK]-8-FH-8-R L =3[3.2. 1] F-2-
s

sh-3-[6-(2-FRAZAK)-2- KK ]-8-FH-8-R{L—3x[3.2.1]1F
¥;

Sh-3-[6-FaH)2-BE]-8-FH-8-8 5 =3[3.2. 11 F%;

(£) -3-[6-J7Edk k] -8-FH-8-K =3 [3. 2. 1] F-2-;
(£)-3-[6-"Fkit]-8-FE-8-8 L =32[3. 2. 1] F-2-%;
(£)-3-[7-Jrkak ] -8-FH-8-K =3 [3.2. 1] F-2-%;

(£) —3-[7T—"Eobk L ] -8-F A -8-8 L =3 [3. 2. 1] F-2-¥;

(£) -3-[1-H-5-3F ok ] -8-F X -8- K& =3 [3. 2. 1] F-2-%;
(+) -3-[1-H-6-FKjfoked K] -8-F A -8- R4 =3 [3. 2. 1] F-2-%;
() -3-[1-H-5-FKjf =k K] -8- PR -8-R % —3[3. 2. 1] F-2-%;
() -3-[1-H-6-KH =X ]-8-FE-8-K L =3 [3. 2. 1] F-2-%;
(£)-3-[2- AKX -1-H-5-FK ke A]-8-FH-8-KE =3 [3.2. 1] F
—2—Hp;

() -3-[2- KA -1-H-6- K jF kb A ]-8- PR -8-RE =K [3.2. 1] ¥
—2-H;

() -3-[6- A2~ A ]-8-F A-8-R & =3 [3. 2. 1] F-2-%;
(£)-3-[6-R-2-RK]-8-FH-8-RL=3[3.2. 11 F-2-%;

(1) -3-[6-#t-2- K] -8-FE-8-R L =3r[3. 2. 11 F-2-%:
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(£)-3-[7-i—2-FKK]-8-FH-8-8F —3K[3. 2. 1] F-2-%;
F-2-%%]-8-FHh-8-K & =3 [3. 2. 1]1F-2-%%;
(£)-3-[7-8—2-BRHX]-8-FH-8-KL=3([3. 2. 1] F-2-%;
(£)-3-[7-#-2-FK]-8-FE-8-R L =3 [3. 2. 1] F-2-%;
(+)-3-[2,3- =8 &K 6-K]-8-FH-8-F4&—3R[3.2. 1] F-2-%;

(£)-3-[7-

(£)-3-1[5

(+)-3-1[6
(£)-3-[5-
(£)-3-[6-

¥ ek ]-8-F R -8-R =3 [3. 2.
(£)-3-[6-
(+)-3-[5-
— R IrEyr k] -8- PR -8-R =3 [3.

ek k] -8-WHR-8-H I —3r[3.
FIHEyyr ] -8-W A -8-K 3 —3r[3.

N DN N DN

ForE= A ]-8-F R -8-8 4L =3 [3.
F Ik H]-8-F A -8-R % —3R[3. 2.

1] F-2-%;

C11F -2
1] F-2- 45
C11F-2-%;
C11F-2-%%;

1] F-2-%;

(£)-3-[1-FH-5-%p A ]-8-FE-8-8 % —3[3. 2. 1] F-2-%;
(£)-3-[1-¥3-6-3A]-8-FHE-8-8 %L —3[3. 2. 1] F-2-%;
(£)-3-[5-F RHFX]-8-FHA-8-KF=3x[3.2. 11 F-2-%;
(£)-3-[6-F R X]-8-FH-8-K L —=3r[3. 2. 11 F-2-%:;
(£)-3-[2-FH-5-Fwlwih]-8-FHA-8- KL =3KI[3. 2. 1] F-2-%;
(£)-3-[2-F H-6-F k] -8-F A -8 &I =3 [3. 2. 1] F-2-%;
() -3-[1-PE-5-7 X ]-8-FH-8-R I —3[3. 2. 1] F-2-%;
(£)-3-[1-FH-6-v|mk K] -8-F H-8- 8% —3[3. 2. 1] F-2-%;
(£)-3-[6-"4%K]-8-FH-8-8EL—3k[3.2. 1] F-2-%;

() -3-[7T—"5%K]-8-FX-8-RFE=%[3.2. 1] F-2-5;

() -3-[6-"&dk K |-8-FH-8-8 % —3I[3. 2. 1] F-2-%;
(£)-3-[7-"&ak K ]1-8-FH-8-8 L =3 [3. 2. 1] F-2-%;
(+)-3-[6-"kEdk ] -8-FE-8-8 =3 ([3.2. 1]1F-2-%;

() -3-[7T-"k%ak X ]-8-FHE-8-RL—=3K[3. 2. 1] F-2-%;

ik A

(£)-3-[2-(3-£E=sK)]-8-FPA-8-K&L —3k[3.2.1]1F-2-%5 5

B
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~80°C F 1 3 - if#kn (25. 0g; 153. 3 mmol) #5v9 Sk wh (250m1) 3
# M A AL EALAE (M, 168. Tmmol). —80CHIERAYH 1 W,
3 FE M5B (21, 3g, 153.3 mmol) #9va &.ok%h (200ml) K k. BA
G LE-B80CHHF 1 b, REBAEEZIR. MAARALHA (M,
200ml), JF/A 8 (300ml) FR =k, ARKREHN, ALK Fik. FEH
HARK(89:10:1) ZuBl, FF K A-—Fosp-3-[3-3F- (2—Em-3L)]-3-
#ZE-8-FHE-8-RL-3[3.2.1]FK. £ 8.90g, 19%.

BH A -Fos-3-[3-f-C- &K K)]-3-FX-8-FHE-8-KF=
(3.2, 115 (8. 85g, 29. 3mmol) 5 %k 3 & (100ml) #9R4% 2 B,
AN B, mA A A4S (1M, 200m]), RAWA LR LE (2x 100 ml)
FR#G A, 5% 8.3g, 100%. MEMIEBEWAG LEREFGLESL
¥ B RAM (9:1) #14F. Mp 130-132T.

(£)-3-[2-(B-wh AX)]-8-FH-8-KL=-k[3.2.1]F2-%F 5
R mBFEAHME. Mp 150.3-153.0T.

# % B
(£)-3-[2- (83— ) ]-8-H-8-RF . —3K[3. 2. 11 F-2-HE L& N
0CTF @& (#)-3-[2-(3-Emp ) ]-8-FA-8-8 & =3[3.2.1]
F-2-4 (4. 0g, 14.1 mmol) 5 LK =—F X (40ml) RSB P AT
B 2- L8 (3.02g, 21.1 mmol). WHBARSY 2 XK. WMATE
(50ml), FHmHEERREW 2 M. ARTE, MASAAMA (60n],
IM). BRAEWRALELEFRR(2x50ml). BAoWALBT R EE4%
A, AR PR, PEARRKK(B:10:1) %, JixHEbsdHm. £ %
2.96g, 78%. MEMEBEMAG LEMAGLELS FTERSY (9:1)
##%. Mp 184-186TC.

(£)-3-[2-(3-£ kv K )]-8-H-8-8 &£ =3 [3.2. 1] F-2-% 5 L &
d: BmBFEBH L. Mp 176.1-176.9TC
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F ik C
(+)-3-[2-(3-2 &y ¥)]-8-TA-8-R & —K[3.2.1] F-2-%5F 5
iR 3

¥ ()-3-[2- (3-8 £ )]-8-H-8-F & =3 [3.2. 1] F-2-%
(0.70g, 2.6 mmol). & Z ¥t (339mg, 3.1 mmol). =5+ A 3k ¢ K (335mg,
2.6 mmol) 5 — ¥ X Wk (20ml) 89 B4 WA SOCHEM 4 . A
£, 8404 (40nl, 1M), BASVALELE (2 x 40nl) ¥R, RéHNM
Sl it g &g S, AR W, FEAKRAK(89:10:1) 6B, £
WAAAY. FE0.57g(73%). MEHGEBEI AT HBRIaHE LR
5 WAz RE4 (9:1) %4, Mp 136-138T.

(4)-3-[2-(3-#8kwhK)] 8- A -8-RL —3[3.2.1]1F2-%F 5
B3 mBAECHAL. Mp 139 - 141.2TC

Bl A & T 514044
(+)-3-[2- (3-Bt&Km-JL) 1-8-FA-8-& & =3F[3. 2. 1] F-2-%;
(£)-3-[2- (3-fkwh L) ]-8-FA-8-R L =3K[3. 2. 1] F-2-%;
(£)-3-[2- (3-#t=kwh ) ]-8-FA-8-K L =3 [3. 2. 1] F-2-%;
(£)-3-[1-(2-#%x k) ]1-8-FH-8-8 X =3k[3. 2. 1] F-2-%;
(£)-3-[1-(2-38 % %) 1-8-¥H-8-8 L =3[3. 2. 1] F-2-%;
(£)-3-[1-(2-8¥K)1-8-FH-8-RL=3[3. 2. 1] F-2-%;
(#)-3-[2- (3, 4-= i EKwp &) ]-8-WH-8- 8 % =3 [3. 2. 1] F-2-%;
(+)-3-[2-(3, 4-=f &k k) 1-8- PR -8-& & =3 [3. 2. 1] F-2-4k;
(£)-3-[4- (5 md ) ]-8-FH-8-8 5 =3 [3. 2. 1] F-2-%;
(£)-3-[4- (5- 8 &4 X)) ]-8-FH-8-8 % =3 [3. 2. 1] F-2-%;
(+£)-3-[4- (5-Aoked ) 1-8-F K -8-8 & —3R[3. 2. 1] F-2-%;
(+)-3-[6-(4-ip-1-F A -k £)]-8-FE-8-E L =K [3.2.1]F
—2— ¥
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(+)-3-[6-(4-f-1-F R -k X)]-8-FPH 8- &KL -3 [3.2.1]1F
—2-H5;
(£)-3-[6-(4-#-1-F R ke ) ]-8-FH-8-R & =3%[3.2.1]1 F
-2

(£)-3-[6-(4- 8 -1-F #£-1,2,3- = #£)]-8-F A -8 & & = x
[3.2.1]F-2-%;
(#)-3-[6-(4~-&-1-F % -1,2,3- = £ )]-8-F 8- & & = x
[3.2.1]F-2-%;
(+)-3-[5-(4-At-1-F 3% -1,2,3- =4 £)] 8- FE-8- KL =K

[3.2. 1]F-2-%;
(£)-3-[2-(3-£-1-FHE-BK)]-8-FA-8-KFE=3[3.2.1] F
—2— ¥

(£)-3-[2--f-1-FHR-E £)]-8-FH-8-RKF=-3x[3.2.1]F
-2

(£)-3-[2-(3-At-1-F -kt K)]-8-F R -8-RF =3 [3.2.1]F
~2—¥;

() -3-[2- (8- X)) ] -8-FHA-8-RL=3K[3. 2. 1] F-2-4;
(£)-3-[2- (3-8 ) ]-8-F A 8- =3[3. 2. 1] F-2-%;

(+)-3-[2- (3-memhm35) 1-8-F A -8-R 7 =3 [3. 2. 11 F-2-%%;
(£)-3-[3-(4-3f - 125K —nk X)]-8-FHE-8-AL =3K[3.2. 1] F
—2— ¥

(H-3-[3-(4-f - 1-2-5-FE - }X)]-8-FH-8-KF—3I[3.2. 1] F
~2-Hr;

(£)-3-[3-(4-#t - 1-2-5-K = L) ]-8- P -8R & —%[3.2. 11 F
—2-H;

(+) -3-[6- (4- - FF-&=4 ) ]-8-F A-8-K & =3 [3. 2. 11 F-2-%;
(+) -3-[6- (4- - F=E= ) ]-8-F A-8-RF =3 [3. 2. 1] F-2-%;
(+) -3-[5- (4-#—Jp ke ) ] -8-F A-8-R P =3k [3. 2. 1] F-2-H;
(+)-3-[5- (4-f & 3) ]-8-F A -8-RF =3 [3. 2. 11 ¥ -2-%:;
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(£)-3-[5-(4-f LK) ]-8-FH-8-8 & =3 [3. 2. 1]1F-2-%;
(£)-3-[5- (4-#—Zr X)) -8-P R -8-8 5 —2r[3. 2. 1] F-2-%;
(£)-3-[5-(4-3%~-1-FRhatek X)]-8- PR -8-R L =3 [3.2. 1] F-2-
’;ﬁ.

(£)-3~-[6-(4-F-1-F Rtk X)]-8-FH-8-R L —3[3.2.1] F-2-
s

(£)-3-[6-(4-mt—-1-P Rtk K)]-8-FE-8-F L =3 [3.2. 1] F-2-
(£)-3-[6-(4-B— K ) ] -8-FH-8-8 L =3K[3. 2. 1] F-2-%;
(£)-3-[6-(4-F & K) ] -8-FH-8-K L =3K[3. 2. 1] F-2-%;
() -3-[5-(4-m— &k ) 1-8-F R -8-8R % —3K[3. 2. 1] F-2-%;
(+)-3-[5-(4-%—k v )] -8-FH-8-RK L =3r[3. 2. 1] F-2-%;

i

(£)-3-[6-(4-& kA )]-8-WH-8- KL =K [3.2. 1] F-2-%;
(+)-3-[5-(4-#t—vkvg ) ]-8-F R -8- KL =3 [3.2. 1] F-2-%;
(£)-3-[3-(2-f-wbw ) 1 -8-FH-8-REL =3 [3. 2. 1] F-2-%:;
(£)-3-[3-(2-F-wtwe &) ]-8-PA-8-8 % =3r[3.2. 1] F-2-%;
(£)-3-[3-(4-#-wbw X)]-8-FH-8-R P =3 [3. 2. 1] F-2-%;
(£)-3-[3-(4-F e ) 1 -8-F E-8-8 4 =3 [3. 2. 1] F-2-%;
(£)-3-[4-(3- z% ke ) 1 -8-WH-8-R L =3 [3. 2. 1] F-2-%;
(£)-3-[4-(3-F—2%HL)|-8-FPH-8-8 I —3[3.2. 1] F-2-%:;

(£)-3-[4-3,6-=-&m KX)]-8-FHh-8-8 & =3 [3.2.1] F-2-
s

(£)-3-[4-B,6-—RK-—&%HKX)]-8-FH-8-RL—-%[3.2. 1] F-2-
s

() -3-[4-(5-if—Fw k) 1 -8-FH-8-RL=3R[3. 2. 1] F-2-%;
(+) -3-[4- (5- & ~F"% J;‘s)] -8-F R -8-R . =3R[3. 2. 1] F-2-%;
(£)-3-[3-(2,6- =K -wE L) ]-8-FE-8-K L& =3 [3.2. 1] F-2-
s

(£)-3-[3-(2-&~HEHK)]-8-FHA-8-K L =3r[3.2. 11 F-2-%;
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IR AR &

2-38-6-W I X:

S (FRIE) & 6-3%-2- A®(25.0g, 112um0l) . BT
(11.8g, 168 mmol) 55 = F & (150ml) 4 &A% M m A £ 4L (60%,
4.5g, 112 mmol)., EBJRHEHFRASWTR. WA & HAALH (20001, 1M),
REediEReY. F%:25.1g, 95%. Mp 76-82TC.

2-i%-6-F A4 F Ak K

S (FRYEF) B 6-£-2- X8 (25.0g, 112 mmol). £ ¥
P A (21, 0g, 168 mmol) Fw = ¥ 3K WV BLEE (150m1) #95R4A% & e
24U (60%, 4.5g, 112 mmol). EHRBEHRASY 1 D H. WmALEL
#(200nl, IM), REPVALBER., FHATEN%L, R _KF
RAEAZEHN. F&: 15.7g, 52%. Mp 46.8-49.2TC,

2-%-6-FARXZALES:

S (F#HYE) H6-32-2- X8 (25.0g, 112 mmol). 2- 3#
LA WAL EE (17, 1g, 123 mmol) Fo— ¥ 2 ¥ BE A (150ml) 49 RA-%  Mu
A A AL4 (60%, 5.3g, 134 mmol). EBRHHREM 5 1. MAALA
A K% (200m], 1IM), HFHEHFREGDIR. FERTEGER. &
¥ : 28.2g, 89%. Mp 54-55T.

% H ) 2
A My b _

AKX RS W 3T Mt ACh S ERHELBT T =ARKE
AT T A5, B *H-epibatidin &4, ‘H-a—RHRKFE LS H-2
BB AE A W AR b B X
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"H—4 JE f6. 3% 25 A 64 4R 51 3 41
L5MBEAGEEMEGIEER Ot a, P, B2 4. E—#HT
# &5 nAChRs 7T A A B 54 ACh A ¥ H *H-2 K L s b H M 4w,

Mg H&EL 0-4CT#f. AM Ultra-Turrax G E, KFK
A M Wistar & (150-250g) #9 K s & & /£ 15m] 4~ 120mM NaCl, 5 mM
KC1, 1mM MgCl,# 2.5 mM CaCl,# Tirs, HC1 (50mM, pH 7.4) + 4 %
20 #r4k. ¥A27,000 x g HBUARMWI054. FE LA, REHFE
FTHHEFBRFFES K. BRERIAGREWFELEFTHHE
Fik (g BME A 35nl), BTEEME.

A 25pl KEE R 25l CH-2E A (InM, Z3EE) FmA
500ul £ 4%, BRAFE20CHET 90 54, KM () -85 (100uM,
KR E)MEFAFFELES. BRE, WHRME bnl kAL F& T,
BT A3# /£ Whatnan GF/C B H xR L, Fi12 M 2x5ml
kg kg, BIFARATEMNZER LGRS, FHH
BAFTELELRFERBLES.

‘H-a— 4R F 4 £ X R KX F 4669k 5h 3 4]

o HRARFFA—FARERALHTRENFR T BRAY
Bk (Mebs %, Biochem. Biophys. Res. Commun., 44(3), 711 (1971)),
CRHAELEMNZNAGRBRHETREA S ERE, B TRAKRA
HERA. EXAXKBT, Ho-BRRXREFFTAE—E2H 5 X5 R
Ja P 6y 2 — 3 4L & 4 (Clarke %, J. Neurosci. 5, 1307-1315
(1985)).

M CH-o- 4RI FERFCHR T ARG, £ELF TH foih £ 0
FA kP &a, Bl T8 & & nAChR (Changeaux, Fidia Res. Found.
Neurosci. Found. Lect. 4, 21-168 (1990)). Mzh#t k3, AHE
mie XA G- B ARRIOESERZ TAEMA K, FALAEX
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WL TF, & & T NMDA i i# (Seguela %, J. Neurosci. 13, 596-604
(1993)).

2 2 & B AL 0-4CTiHF. AA Ultra—Turrax G E, ¥R
A Mk Wistar & (150-250g) 65 X I8 X Z 48 15m] 4 118mM NaCl, 4. 8 mM
KCL, 1.2 mM MgSO,#= 2.5 mM CaCl,# 20mM Hepes % ##& (pH 7.5) %
X 1084, 227,000 x g HALER 10454, FELE#E, REK
Wit e 20m]l FELE R T A27,000x g &S 10 24695 Xk
K, FRRERANGILEHAEEZF TS 0.01%BAS ¥H &L+ & (F g
R A 3bml), AFLERME.

ME: & 26pl KBE&RA 25pl “H-a-B R EE oM, 2£RE)
A 500pl F5 4%, RAFASTCHERTF 2 8. KA () -85k (1mM,
Bk E)MZEHFRLES. BREE, B &%ME dnl 44 0.05%PEI
#j & % Hepes & #rik F, £ 3E T AEH /£ Whatman GF/C B I 4 4k
¥ (£ 0.1% PEI v FZHES 6 08 L, F312H2 x 5 ml k&
Grkogk, BEFRRAFTEBZERLGZSEE., FAELES
FTELELREIERFTHRES.

*H-epibatidin % & #4337 4]

epibatidin &£ —# & %M Epipedobates tricolor Ju)A % R385
ERTHEFANGENR, FHFREAACHNZLABHETARLAET
G Ef, T—#HREHHN. *H-epibatidin EX AW FHAFALLE
L, BHAAFLEHEAENEAMBHE LR -G ERFIAR, i
AR EMEG K 5% (Hougling %, Mol. Pharmacol. 48, 280-287
(1995)).

‘H-epibatidin ¥ G FRBLESFLRBET AT E MBH T
WP, ERES. KEPEFEHEZHE R RELEREAS
ZH BT HRRF—F L RGE ARE, o RAXREFFAITE

45



99813318. 3 oM P ZE40/40m0

*H-epibatidin £ 434z AW, ZA AR EZH AR EHa, £F
15 48 %, 0 MR BB AE 4K

b d: W E&EAE0-4CT#A. MM Ultra-Turrax X B, ¥4
P Wistar & (150-250g) #547 f% ( BP & ) & 20ml Tris, HC1 (50 mM, pH
7.4) T4 % 10-20 #4F. A 27,000 x g HSARER 10 04. F%
L, mdhidasd i 20ml FHELEAE PR 27,000x g FH 5 10 540465
FREEZR, FRBRERIAGRIVAERSTHHEFR (B g RE:
A% 400ml), A TEEAE,

A @ 0.100 ml KEEEF 0. 100 ml *H-epibatidin (0. 3 nM, %
RIEYFmA 2.0nl F54%, RAFEEREFT 6054, KA ()~
WA (30 pM, Rk E)REEHFHLES. BFE, ¥H S mE bnl
AA 0.05%PET #5 k% Hepes &% ¥, AMMIET A4 /£ Whatnan
GF/C BB 4ksk (£ 0. 1% PRI v HWEZEEY 20 24) L, izl
A2 x 5nl kAE Ak, B FRRATHEIZEREGHEHME
3. HANSOETERAALEHARLEL.

2R L ICs A AT, BP 50 % ¥4 B At b Fe ik £ 50 3 B (uM) .
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