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> T-(2,4-—F A EXR)-5-wtmz-2-K w9 f vbed H [1, Sa] B —3-%
B T 8%

 T-Q4-—FEXE)--FEEMBR-S-og-2-Kw fubed 5f (1, 5-
a]l EL-2-Bf

> 3R -T-Q 4 FEERE)-2-F R -S-wbww-2- K w R ek ek
[1, 5-a]®=z

> T-QA-Z FERERR)--FRARE-S-R-2-A w9 & ubed 5

[1,5-a] &2 -3-F i

T-G4a-—FRAXK)-2-FEARALE-S-X T A w &b 5

[1,5-al*®=z-3-F Ak

-G, 4-—FREER)-S-X AW At i [1, SalEog-3- F o

S-FAE-T-Q-B R TEL) wEubed 5 [1, Sal Brg-3-K 8 8

-Q2-RTE-S-HKAXWRAHF[1, S-al EBR-T-AE LX) 08

5-3 &/ X -3,5,54,6,7,8a-x 8, -8-FA Z-1,4, 8- = f] & -as-

indacene-3-R B T®; 5-3KHAK-4,5 52,6,7, 8a—~ A -8-F -

1,4, 8b—= K F-as—indacene-3-¥% B Z &

> S-HAX-I-ERIEK-3,5,5a,6,7,8a-E-8-AL-1,4,8b =&

J-as-indacene-2-8; S-RAEL-I-EXRAIBE-4,5,5a,6,7, 8a-

NA-8-F| -1, 4,8b-=® F-as—indacene—2-B%

T-SR LRS- A AW Erkb i [1, S-al HR-3-RR T B

T-HRLRE-S-FKAEA-2-F Esib R v Kbk 5 [1, 5-al Hoe-3-

Y

YV V. V V

vV V¥V
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¥
> T-U-RER)-5-RTE WA ke 51, Sa]l Fo2-3-F A
> S-HROE-T-Q-BEATHRRE) w1, Sal Ew-3-K B TEY

> 5-3R T K -3,552,6,7,8a—5x & -8-F & -1,4,8b- = § & -as-
indacene-3-%BR L B8; 5S-FKR T X-4,5,5,6,7, 8a-x &R -8-A -
1, 4, 8b—=f F-as—indacene-3 ¥ B Z B

» S-FTE-T-KTAXWE e [1, S-a] FR-I-K 8 L&

> 1-Q2,4—FEEXR)--EEXBEK-S-REW AL [1, 5-2] %
28§

> T-Q2,4-—FEEXR)-2-F XAk E-5-F K vw A nbedt 5F [1, 5-al
o - 3- 5 Bk

> 5SRTE-T-Q2,4-—FEEXE)wH ke 5 [1, Sa] E=-3-RR T
B

> ,5-=-RTE-T-G4-—FRERXRK) WAt H (1, Sal Hx

> R-5S-RTE-T-0G4-—FRERR)-2-FHEw Kb 5F [1, 5-
al g

> 2-[3-RE-6,T-—-(4-FREFE) W & rbed 5f 1, Sa] Em-5-K]
RARBEB LR

> 3-RE-6, T-=-(4-FREAFXE) wiabeb 5 [1, Sal ER-5-RR

> 4-3-R-6-FE-2-FE-5-U-=ZRTFEXRE) W& b=k i [1, 5-a]
gy -7-34 ] Xk

> T-U-REAXER) TR 2-FEARE-S-UZATEEN W
Koo A [1, 5-al B -3-F A

> T-(U-ZEAEXE)-6-FE-S-G-ZRTFEER) ik (1, 5-al
o -3~ A

> T-FEA--ERAEE-S-wkne-2-K-3, 5,6, 7-w9 f ket HF [15-a] &
X -2-BF

> T-FEABRRE-S-wr-2-K-3,5,6, T-wW g ek i [1, 5al Erg-3-
ARBLE

> -EEXMBE-T-FEBRREA-S-ur-2-X-3,56,7T-9 & b 3
[1, 5-a] %"= -2-8F

> 3-B-T-EE AR E-S-wb-2-4-3,5,6, T-v9 & e F [1, 5-a]

13
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5T

> T-FRBRA SR -2-4-3,5,6, T-v9 Sk I [1, 5-a] Eoz -
3-F A&

TG4 FREXE)-2-FERARE-S-g-2- K W K b 5
[1, 5-al ="z -3- 9 Ak

> 3-B-T-CA-—FEREERL)-2-FEE-S-wber-2-R v S bk 5
[1, 5-a] &=

> R-T-G A FRERE)-2-FXEA @Skt 5 (1, S-a] HR-5-
BB LB

> 3-R-T-GC AP EREEE)-S-G-AARH-2-K)-2-FA W E,
whed 3 [1, 5-a] v

> REA-T-G, 4= FREXE) -2-FE AR w9 Skt 55 [1, 5-a]
wEeE -5- B 8

> REA-T-G4—FREXE) wH et 5 [1, Sal HR-5-BR T
B

> 3-E-T-GC 44— FREXE)-2-F RS-k -2-%-4,5,6,7-m
S 5 [1, 5-a]l Eo

» 1-G4—FREEXK)-S-wbug-2-X-4,5,6, T-w9 & bed 5 [1, 5-
al e -3- 9 i

» T-G A FREAXR)-2-FEAARE-S-GC-AEskh-2-1)w
Subok 5 [1, 5-a] o -3- F Ak

> T-G A~ FREFEE)-S-wr-2-%-4,5,6, T-w E ke 5 [1, 5-
alER-I-R LB,

8. —HHEAEX (I)F/RIBAASBRETHEALEY T,

R' R? R' R?

. RS H R3

~N~ @ N o

4 Bl ~~rR? X N B~r¢
= \

N RS N\ RS
bl |

IA IB
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P
Rife %G pb s k7 H, O-R°, SR, ¥4, ZA. ETHL. -5
A, ETHE, RTAKXETLE., FR, FA F4°,

7 3 /R

R31

APFE AT AP HERAERY, RO RV K
ik rH, TR, A, 2-RA. ETE. RTA. £

g\ F\ Cl\ BI" I\ OH\ O_WE\ 0~L£,

SRR '  BEAF 21

APEHA R #= R2<——:b H, R'fe R®& 5 —AF% H, ;k%
AXARARZ—AFTFE ' FEL KFEL HHEALT,
FRPEF—ARTHITFE, A E/E. -/, £T
A RTERETL;

RAREFH FERFRE', AFFE THRAARY. RV F R #k
Badiw H FEXO-FE, AFEJEB RO f R 2—
HH, &

XARARZI-BEXARFRNZI——BBEBAVN, E¥VEAFa -
CH=CH-CH,-B’. o’-CH=CH-CH,~CH,-B’. o’-0-(CH,) -B’,
Edmbh 2, 3. 45,

u' ﬁ. ' QD
(N Hzc\c
H2 ' Hz
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Ao’ AIEN VW ERFBE U o b BEegiE X (1A) & (IB) 44
SR TAE, LB AR W SRR E5 A B AR
#HX ()R (B sBHRTHaE, R G5 —A XA
ARG —AERAEEFHELTAT

REATFTFE., X, ERE. 2-7%. ETE, FTX. #THE. &
TE. -CH)-O0H. FRE, APHALAHARKRKK
C(=0)0H. C(=0)0-FH X C(=0)0-Z X ERAK, REFHK
AVRLEA FES-CH) ~FE, A FFE T HBMKERY,
R* F= R ok 3 3k &7 H. OH. —0-F X . 0-C,H,. CH,. CF,
K CEOOHEK = 1% 2, RAEFLFER C0)R;

R &7 H. —CN, 3&. —C(=0)R' H~-N=N-%X;

RATHE F£', £+ RY, ROFR"% H. 0H. SO R”, £¥ q=0,
KREATFTFE, A, ER/A. 2-FL. ETA. FTX. 44
TRARRTE;

RATFTHR. 2. ERE. -84, ETE. BT TR R
TEA. EXE. BAE. HPRE. ETA. FTA. TR,
AR, RXEXFKIE, X&AF-[(CH) -01-H, £+ r=1.
2X3Hs =1XK2;

Rloiﬁ?%il, ﬁ-‘" R”, Rsoﬁa R“?‘b H;

R“;ﬁﬁr%gl, ﬁ"’ R”‘ R”ﬁn R“)‘(‘l H;

R”iﬁ'\‘ ORzﬁ;

RVRFFE;

R*&FH. FARTE;

A, EREATFTRH-2-K. kwh-3-K. ®-2-K ., ®ep-3-%

Mo -2-4 . bR -3-R Az -4-R, APk, Egids
Lo A A B RIS A-NO,. ~CH, & C(=0) OH IR, K47
AR, ZRXRWRAK;

HAFAEEF-

EREAGEHRHT, HEX (II11A) K (I11B) b ki
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H
N~NH N~
= N\
NH, NH,
RG RB
IIA B

x
REfe R' R X R AR RATENL, HAEKX (V) 6B

¥,
R R RRARREXRARMNEBRAEL, #HAEREAARNARZ
—5XHARRRZ—HBAN, ME5Ra’ HRESHVEGEREEX )
WX a-BETAE, SAB’ ARG V g RREEX (V) HB
B-HRTAaik,

9. REAANEZR 8 Wk, AHEATEX JIIA) X TIIB) #
FESEX(IVBALEX (V)W BYREA—&FEHAT.

10, BREBAHER 8 R I 7%, AR ELETHERI=ZNRT
B .

17
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11. ARERFIZR 8 R I W95k, ANELETFEREERMNEA
TFOCEI00CEE FT#AT, RAEKEN 0.25 £ 12 J B,

12. RERAIZRK 11 5%, ABEETFZRAEE ISTE 40C
= T AT,

13. BX(IDRIBASHEFHEA TEAAREGE DT A

i,
R' R? R! R?
N RS H R3
-~ o N~ a
. / N B R o N ) R*
N RS N R®
R5 }L RB
IA

BB UAERTHH XA BRIAY X XA —F L, XL —FEH

ey, RARINEY . RbTARFHE, RIARAEKRSS, &L

HEERSHLHEE,

i

R'fe R? i sb 35 b k= Hy O-R°. S-R, ¥R, z4&. EAL. 2-5/
A, ETE RTEAXETE. FE' F4A° F4L°,

o
g \G\E\Rao

A F4 AT A RMRAERY. R
s RETL FE. A, -G, ETA. ®RTA. £8

E\ F\ Cl\ Br\ I\ OH\ 0_?£\ O_ZJ§’
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= o0

FRIRTF s FE AT ! ;
EFPEXARFRZ—HH RFPRGEFI-AFHH XH
EXARNARZ—AFTFRE FEA'EAFEL HHAT,
Fe RO F—ARTHRFE, TEX, ERK, 2-8K. ET
A RTERETE;

RARAFH FEARXFE', AFFE oiRAERY, R R 4k
BadAT Ho FEAR O-FE, X+EJRXAA R R Z—
HH, R

EARFARZ-S5EA R RZ——RHBRY, £F VEAFa’'-
CH=CH-CH,- B’ . o ’—CH=CH-CH,~CH,-B’. a’-0-(CH) -B ",
AdmA 2. 3. 4K5,

040
NN H’c\c
Ha . H.

VAo’ HAIEE VW 9 R#BE5 L a bR medE X (1A) X (IB) 4
AW R TFAE, AP AHMIEN V YRR LB AR
BX (D) R (AB) SR TFHE, VAR GF—AXAR
RAREGHF—ARALEEHBFEALT AT

RO&AFFA. A, ERAE. 2-AK. ETE., FTE TE. &
TE. -(CH),~0H. XAX, AFHAXLIARARAKIK
C(=0)0H. C(=0)0-F X &K C(=0)0-Z X F WA, RATHKK
A RTE FE'S-CH) ~FE, A PFETHRAERY,
R A= R gl sb ik 55 3k & 7 H. OH. -0-¥ 4. 0-CH,. CH,. CF,
HC(E=0)0H Bk =122, REATFTHEFKESR CE=)RY;

Ré &% H. —CN. #. —C(=0)R" H-N=N-X X ;

RPA&AFH. F£', A+ R®. RFR" % H. OH. S(0) R®, ¥ q=0,
RETFTFA, oA, ERAE. 2-R/E. ETHE. FTA. #
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TERRTX;

RREFFE. 2&. EAK. 2-AX, ETX. FTX. T4 &
TR, EARE. FARE. AARE. ETR. FTE., T,
FAaL. KAEAIKTE, REF-[(CH) ,-0],-H, £+ r=1.
2X3Hs = 1K2;

Rl()i_g_‘.%gl _ﬁ_q, R29‘ RBO%URBI%] H;

Rlliﬁ:%gl _E_:F R29 R30 RSI 7-(.’ H;

RY & 7 OR*;

RV A7 FX;

REE®H FEARTLLE;

A, B ATkwh-2-A. kdh-3-K. E-2-R . Ke-3-K,
wher-2-R . MR -I-R HR-4-K, HbkwhX. En kA
e X & A AR KM-NO,. —CH, X C(=0)OH £/, Hia
FRRAE =, = RIRK.

14, REBAFER 36890, A EETHELZRZEARMEN.

15. REAFER 13 AR, ARELETHAENH R KS
.

16. MERAEL 13 WAR, AREETHRLIKRAHEL
&b 2 w4k 3, 4 A Ak

17. REAFHER 13 YAR, ARELETHREIARMERS
) & 2 AR XA AT B AR RS .

18. X (TA) X (IB) WA MAHMNER TaF /AT MME .
WASRE, WZ2BAR. KBEREhPEE. HELBKE LA
JIRGHARE. BRI, TERLZAB/L TR REGERK. AIDS
BRE. REME. BHELSE. @F#EE##%%%%?%HE,

R' R? R

ﬂ
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BRESHARTHH XA RIBY XA RAL—F L, XL —FEH
Wy, RARI NS, KRRk, XLERMERESH, A
ﬁ-t‘;ﬁé%ﬂswﬁé
EF RLRS RLRY R, R RPZX e A2 13,

19, ﬁ%ﬁﬂ%*1s%mﬁ AR ETHAEANZRBIURER
REBRGAE. FTERELSO AWM RS E,

20 RERFAIER 18 HAE, ANEATHETREANL b4
SRR AR KRR S o fobk f2E.

21, RERARR 18HAR, ANELETHRERAZHEY.

22. REFEAHER 18 WAK, RBELAETAEEENLHZ
Re#.

23. RERFAER 18 AR, ANFELETHALIKRKFMER
2 AR K, E 2 Ak

24, REAFER 18 AR, AREETHEIAFHERS
4 & 5w AR 3 E 2 AR A .

25. X(ANF/R (B S AKBEREZYG A/ 3BTRS

Fo | IR BLRBGA/ H A, o/ B A, Fo/ H A, ARG BRARN A &,

R' R? R! R?

-{1

BRADARTHAHB X I ARIBY XKL —F L, IAE—FEH

e, RARS K., R AFHE, RIAFHERRESY, L

£ & RSB HIHE,

£

RiFe REZR bk 3 k= H. 0-R°. SR, ¥X. Z&. EAX. 2-&/
A, ETE, RTEAKETE. FE' FR FL°,

IA

21



02809688. 6 A B ok P FE21/25m

AFFR AT AP HRARERY. R RV
T M EATFTH, PR, LA, 2-AX, ETHA. RTA., £C

%\ F\ CI\ BI\ I\ OH\ 0"‘?&\ O_Lgi

$X AR l SR ORF 2

y
EFEH R Fo R’z-—ﬂb H, ‘AR HF—ATH 1, M
ERAARBRZ—RFFE FEIAFL HHLT, &
FREGF—AEAFTHXFRA. 2A. EARX. 2-FE, ET
A RTEARXETE;

RRfeR'AFH FEARXFE', LAFFE HRAERY. R R H
BahEr 0. PEX 0-FX, AFESEAA R fo P 2—
A H, &

EZARFRI-GEXARCFRRZ——REBRY, AF VEAFa’'-
CH=CH-CH,~B’. o’~-CH=CH-CH,~CH,~B’. o’-0-(CH) ~B’,
AEdmnHh2. 3. 45,

r:@ ﬁ'l Ot@
) HC
BN N

Hz ) Hz

Ao’ hHAER VW e RBE L a8 iEE X (A X (IR 4
MR THE, B HREN VW HRBEAD HREY
AKX ()X (B4t RTFHE, VPR GHF A LA
ARG A EBEESHHEALTETH

RATFE. 2. EARE, 2-7%, ETE, ATE. #TE. &
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TH. -(CH),~O0H. XAX, A PHRAEARRKIK
C(=0)0H. C(=0)0-FEK C(=0)0-TEAERK, REFTHKK
A RTE.FETSR-CH) ~FE L, A FFETHRALRY.
R %o R* 2k obdk 5 ¥ &7 H. OH. -0-F 4. 0-CH,. CH,. CF,
A CEO)OH Hk = 1%K2, REATLIKRERCE0RY;

RE&k-~H. -CN. &, —C(=0)R"" H-N=N-F¥ % ;

R&FH FX' A¥F R R#R" % H, OH. S(O) R”, £¥ q=0,
KRETFE. ¢E. ERAL. -, ETE. FTA. #
TERRTE;

REFTFE. X, ERE, 2-RA%, ETHA., FTE. #TEA. &
TH, EAE. FAE. AE. ETA. FTE. HTE.
FARK. RRXERFTE, AKxF-[(CH) -0],-H, ¥ r=1.
2RI HBHs =1 2;

RlOﬁﬁ:%_gl, —E-‘P R”\ R3°i\7 R“j‘] H;

R“;ﬁﬁ:%gl, ﬁ_q, R29‘ R”ﬁp R31)-(7 H;

R17 iﬁ: ORZG;

RV &7 F K,

RO&FH FERTXE;

HE¥, #XREEATEH-2-X. skvb-3-4. Ep-2-% . K-35,

e -2-K . S I-R R R-4-K, APk, Kk
o KA f A AR H-NO,, —CH,; &K C(=0) OH £}, AR
ABRARA®R =, = XERA.
26. RERANER SHRAE, ARELETFHELERZAEHEY.
27. RERAER 25 AL, ARELETHEMRENHZ

KA.

28. RIEFERAIRR 25 A&, AREETFHRL S KRMKL

£ 2 R AR 2K, 3F AT BRAK

29. REBRANER 25 AL, ARFEETHEIKFHERS

#y B af ek X AE 2wk RS .

30. X (IA) Ao/ & (IB) & A& M F BB Fo/ 206 77 i i ) 38

Fo /| RWF BT WEE G A Ao/ BT WA/ IR T B SR/ A

/3 A o/ B A, ZRYAGERGEH TG AL,
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N\
R’ / |
/

IAa

BAAPARTHHBXRARIABE X AL —FHE, IR —FEH
H, RAZIH Y. HEITKRFHEK, RIEAFHERESH, &
HEERSHWHIAL,
4 R, ORE R ORY. R RS, RTE 4w EK 25,
31, BRERAER 308AE, AREETHEAEREEREE.
3. BRERAER 30 AR, HRELETHEMRERNILHZ
KEH.
33. BRERFELR 30 9A%, AR EATHELIEAFHER
&, 2t Ak & 3 Ak
34, BMEMFAZR 30 AL, AREATHEIAFHERS
& 2t ek R AE A AR RAW
35. RERFIER 25 X 30 9AE, FFEARATHETG F/
RGEFERBE. HEE. TRELRK. BE. SHLXF. Hsh.
WmE. FTERELSAE. RBRAENBERARER. KERER. #H
AILBERR, HZ2BILK. WEESESE. BARESE. K442
. BREE., PR, Bl FEAE, BRAA. FEAR. Kbz,
3. FoLBRA/ R AR KB HY.
36. REBEARFNER 25K 069 RAE, AWEET:
R' fo R? fk b3k 3 3.4+ H. 0-CH,~CH,~OH. 0-3R X . S-XX. FX.
FELO-RER, XA, 4-RXK. 4-RFRE, AKX
A, -FEEE, &-B2EFE, &-FRAXE, L,4-2F4
A, 3L4—FREFE, 2,3, 4= FRARX, 2-F4;
RAREAFTL PEAR4&-FREEXEL, AFESRXRARFR I

24
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e}
EZARARZ-B5LARCR R Z——REBAY, LF VW AFa’'-
CH=CH—CH,- B’ . a’—-CH=CH~CH,~CH,~ B ’ .

e
a’-0-(CH) ~B’, ZFmHh 2. 3. 45,

; j@@

VAo’ A VW 8RB 5 a HH4EGEX (IA) #=/ X (IB)
oMb BTk, AP/ ARAEN V 69K EA B AHMAE
B8 X (IA) f /R (IB) S B-FAE, R A RPHRAER
ARV RAECXAAESHFALTAT
RRiAFERE. ETEA. ®RTE. -(CH,) ~00. 3R&K. FH-2-X-1-
ARBRUEE. RTE, -ZRATFREXE, - FEEXK, 2-
FE--TFRERE, 4-FE-3-FREXK, 3-8E-2-5
EXE. -(CH) ,~F X, S-HFEKkwh-2-4K. 5-F k-2
Ao S-miXekag-2-K . S-AEE-2-K . dbR-2-K i
-3-2. C(=0) -FX. C(=0)0H & C (=00 X, X ¥
ERANRNAFTFEAREATRE, MR FEF C(=0)0H;
REE T H. —-CN. . —C(=0)0H. ~C(=0)0 T A H-N=N-EKX; UK
R'&EFTH, ¥E&. OH, -S-FAIKTA.
37. A4 F U —FiE X (IA) X (IB) B & £V —F T 2 A 8h #
LY R R
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R1 R2 R1 2
ﬁ ‘w

A WARTHH X XA RIABY XKL —FE, AKX —FEMH
i, HARERY. ReTARFHEK, RIERFHERESY, XA
EE RSB AEE.
£ RLORL RS ORL RS, RS RPN JeA Al &K 1,

38. BRERAEZR 37 ALY, AREETHRERAENE
3k.

39. RERFAER 37 HasdW, AREETHRMRENY
AREY.

40. BERFAER 37 9484, AWEAEATHRLE T KFHK
A b2t w4k R AE aFwe AR,

41. RBBAIER 37 H4AS W, AREETHAIKARHBER
A4 Z xR 3 AR B AR R A .
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BRAR pit ek FF o o Ao o IR

AL AT BB FE gt g, XFEFTR. 28548
RSB E. SR XELSHGHS. AL HEHNERED
ZERGPNE, HAHBRA TET /AW AERE. BME. WL
BE. WEELR (AR RXERESE. FHEM (Huntington)
BREBAMERZELE) KAEARELHFEE., HAXRKE LA
JIRGHAFT. MR, FEFZAARLRILTNRGER (555
RUEBER, LAZMHEILBARRE bR ), AIDS HX. BHH
K. &% (Tourette) 4. BEHEL. HB. 8K, R
KF. RiE. SHEF. REZAANELRARER. XEMRER. A
ZEBEARK, MEEASESE. BHRESE, A4S RE. BREF. &
. Bidede, REBE. Bhm, FEAR. b, BHRG. FLR
Fo/ R AW RB, RAPRLFELAXELSHGHHALSY.

HABRUREREAREREAESF EREFTEERY. Bsb, &4
LiaZRFETIAREGES, AMEERERAARMAEREER K
R Tk, QHEERSESZEAREFIBRAFHREGES.

FAOTRERRE YL AL AP EAERFTEHNARE
ZaEtaAK. 28, AEAXIRMAALGIERGRE, LS
AR deet B4, Reb. . EAbfrtsh b, sbih, IXHHAEL
ARNANBESTOHZHURBARATTERREEL. MHAEKE
BHRABAIR SR TR C TORELEIARGBRETAES R
AELRAERY., BRI, A LR EFRFEARTERERE
BAREZNXEA B TEE, I N—FRD—RARKBE H T8 18 (NMDA
BFEid), TENKLXAY AL FARARST, HELBRELRK
BZ S5 EF Kb digB AR #EH( A L4P.D. Leeson,L. L.
Iversen, J. Med. Chem. 37 (1994) 4053-4067).

FREERABHBRGEETEUNN TR LR OB IHLE
#3643 K (patch—clamp technique ) XAF T 66, 362 5L, NMDA
FHA (PP NMDA F-FEHAR A ) s @RARSGRETUART.

ARERLE, \MDA B TFHEELSHHATHALETRBAARRGA
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B F AN, XFHERF, \MDA B Fa@A LTHETEH. AMF
KA, B 04EFemE T lE L E 88, NMDA % T @8 69 (+) -MK801
A E (BFAHE NMDA £4K) AL TXANEZEA A, EA NMDA
RRAAMERAGHE, PERATKR. REFXR MKB0L, FEFEXIAN%
SR E (A BEMMAFRH), WX AKX e NMDA % TiE i,

AERG—NB kA TFREERFEWASY, ENERATHE
KR, TR TFEBEERFEEER. Hib, ZEHHTALATHE
W SN TAHREE DLk E3FHAGIERA, 2T L, R
wh . BB, RS SRR,

@it X (IA) . (B A (IDESHEBRLABY, FELEY
BAEmEN, S5 NMDA 4k MK801 &4 HLE 6. ALY
o4 b 8 X, (IA) . (IB) Fu (11) b A4 &4 B AR vt vt F o8 o Ao o ok SF o

T,

1A IB
R R' R*
MR
§ TN ¢ 4
7 B R
" 4 /K ﬁ
S N/ RO

AF
R' A= R fisbik &= H. 0—R'. S—R. C_,— %%, C,_,— %K
A, —CH,—C,_,— 3Bk, k. —(C_,—&&) —FX.
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AR —(C_,—RA) — &K,
FPABARARZI—HE RFRESTEALRA L &
EAR R A RZI—AFTFEAHALT, A REECEAEAX
T H&RC_,—kxi;
R A= R' &% H. C_,,—ki. C,_,—%kit. —CH—C, ,—3Rbu3k.
FERK—C_—rA)—FX,
A EVEAARRRZ—HH K
EAARFRIZ—E5XAR R Z——REEAV, X FVEFTa’ —(CH),
—B/, ¥ nb 3. 4, 5K 6, a’ —CI=CH—CH,—B’. «
* —CH,—CH=CH—B’. o’ —CH=CH—CH,—CH,—B’. o’ —CH,
—CH=CH—CH,— B’. a’—CH,—CH,—CH=CH— B’ .

Ha
e ™
™ Z
H,

a’—0—(CH),—B', HAFoHh2, 3. 49,
BUIS S
(N v
hy !

4 X 4 CH,. 0S8,
[5" WD ’ /
H,C ¢ «
: \C 1
Hy P i
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VAo ARAERWE K% 5 A a A4F4EegiE X (TA) . (IB) A= (11)
A R TAIE, AR AN VW I RBEU P AL
B X (IA) . (IBAIDASHERFAE, RiF R HLE
AAAURC_,— kK4 PRRVGAECERAND H K C_—
Bk

R A+ C_,—8R. C_—¥Kik., —CH,—C, ,—3REk. Fk. —
C_—mA)—F k. #HxFE., —C_—5EX)—HFENK
C(=0)R";

R &7 Hy C,_—% k. —CN. & & . 8. NO,. NH,. NHR", NRVRY,
OR". S(0) R, H¥ p % 0. 1 & 2, —C(=0)R'" H{—N=N—
¥k,

R" &+ H. C,_,—xAk. K. —CN. &. &. #&. 8, NO,. NH,. NHR'?,
NRPR'Y,OR™®, S(0) RV, £ g 2% 0.1 K 2, RAFT—C(=0)R;

RE A Ho C_y—te 8 F K,

X,

EAARFR—REERY, £F Y RF v —CR'=CR®”—CR¥=CR*"—2Dd /,
VABVA Y AAFAER) Y &R 5Ly AdF ARG E X (1) b
Wy RTAAE, AD AN Y KRB A D AKIENE
KX (1D bt o T4R&;

R Ao RV j b 3 &7 Ho C_,—4ek. C,_,—¥ bk, —CH—C,_,—
i, FEER—C _—xB)—FK;

R A&+ I, C_,—A. C_,—3sik. —CH—C, —Ednh. FAK
OR*:

R &7 C_—h A H—CH,—F K

RO A= R TARBI R KRR, # C_—mAXK—REAFT—CH),—, £F h
H 4 & S;

RO R bk s 3 kw0, C,_,—k&. C,_—%mki,. —CI,—C, _,—
Hr A, FRR—(C_—kAR) —F K,

RV &= H. C_,—%k. C_,—3EIHK. —CH,—C,_—3b k. FA.

—(C, .~ 3k) —3F & . NH,. NHR'. NRUVRY & OR™;

R Fo RY stk 5 &7 0. C_,—%. C_,—¥rik. —CHI,—C _,—

Th k. FAR—(C kL) —FK;
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R¥ &= M. C,_, ~£ C,,—3 . —CH—C, . —RiE. F£.
—(C,_,—% X)) — %ﬂf& OR*';

W\V\W%mﬂﬁmﬁiﬁimﬂ\i\ﬁ\ﬁ\mﬁow;

RV R, R A RO stk 230 A~ 0 & C_—5ik, A+ =R R An
ArFAALRERATRE, MR RAF L,

AEZBRAEX (IA) . (IB)R(ID)AEBHTURFEATHTEX, R
MR AR UK, HAALWAATHEHX, RLBHNHHBX, #
R EAKEWHG X, LobHrBH X, 4Rk FMELX, #5248
KRR AE AT B AR, A AR F MR RS X, 45 52 2 w4k 3 3E 2k
KRESHH X, RS DTUUEE RS DG H X HFE. KEH
A4, AR AK Ak FoFow (1), &£vA (1A # (IB) ¥ X446
KOEALTFT, TAAEZRAMAEYXAE, LTHREPLRESRA
EAEER, ERARLGERFARE X TS immx,

FHBX (D). (IBXRADESHERFHRKF L0450, Lﬁ
EHBHREEFTRATH AR/ XTEARE. BME. HiV0E L
AR BN (JFH AR RKAEIKLES 4. Huntington ,Tpﬁﬁur?éé,}gg
AR ). AWA SR il R, b RABAKE LA RGHNFF
Ja K BY . P ARAY 2 B A2 Tiﬂﬂ%&%(%ziﬁmﬁﬁﬁﬁ&
FJE). AIDS SoFgE. WA A . Tourette 454, B AT S 4 F
BERBHFHRELEAFEMSEL: 4,56 T—9&—2—F A5, 7—
SR A F (1, S—al R, 4,5,6,7 WA, S— T A —T—F K
—otemk FF (1, S-—al®eE, 4,5,6,7 WH—S5, T——F 3K ebwp
F (1, 5-al =, 4,5,6,7 W&A~—2,5,T—=% Rk —nate 5 [1, 5-al &
", 4,56, T—@ R —5,7 —FHR 2 —FE e H [1, 5-a] %= (B.
Koren et al., Tetrahedron (1976) 32, 493-497); 4,5,6,7—v9 &,
—— W R 5 T— ZFE HA—abek (1, 5-a] FEw —3— F R,
4.5 6, T—9 8 —5S5—F AT —[3—(Z R FA) XA (1, 5-a]
e —3— A, T—(@—REHK)—4,5,6, T —W@R ~—5—F Rtk 5
[1,5-a) Bw—3—FH, T—C—&FKK)—4,5,6,T—@H—5—F %
—sth et 5 (1, S-al e —3— T AF (BP 0 264 773 Al); 3, 4—— &R —
2— (d—A LR BK) —4—R K —2H—2F = 5 (2, 1—b] RK5FEee, 3,4 =
A—a4— (4— 9 R A) —2— (4—A LK) — 20— =& 5 [2, 1b] K5
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ek (M. A. Abdel-Rahman et al., CA (1995) 796768 [Rev. Roum. Chim.
(1995) 42, 165-172]). |

Bb X AP ELRRKE A IR, REXAFIETREHEF
E.VRE. SRR EHGEY, ABRLEL TR TEF /R
TR T ik & 5 64 24 o 69 A ik ﬁﬁﬁ W AE . AT SR E . A5
Blom (HFNAFRRERESE. Huntington 454 ﬁﬁvd’éﬁﬁkw 4
JE ). KR 2R Bk o Fo i K mﬁﬁﬁ$¥i#ﬂﬂﬁ%W#ﬁ
mw FARNZRGRL ARG AR (3 2Es &ﬂﬁkﬁi
) BEFMEEARTERRLANFFRRAGH T A,

R BE” “C_,—RA".  “C—A” F “C_ —Bx”
ERAEZPEBAA G ROfR Riafo AR A EE, Tl AR
KRB KRS MR R ARRAARA; Flok C_,—REEAR
T, 41 E12 (BP 1. 20 3.4, 5, 6. 7. 8, 9, 10, 11K 12) 4~ ¢C
BFBRARNK, EC_,—BRAWHALT, 1 £8 (BF1. 2. 3. 4. 5. 6.
TR 8) AR TFERAK, £C_—HEAFAT, 156 (1. 2.

4, 5 K 6) MERFERARK, P4k C_ ,—8kK. C_,—#ik
ﬁcl—ﬁ“ﬁ%ﬁbg’ Cz—lz—%*ﬁg“ Cz—a”ﬁiﬁ"gﬁ C,_,—8EH A, Cion
— gk, C, ,—hEBEAK O, —H AR, A, “HHEL 64
Ey—A C—C R4, “GeriX” 42V —/ C—C =4, LK
A FRA. A, ERAK. 2—AX, ETA. FT4. 4TAHA.
ﬁTﬁ\E&£~%&£%&£\E6§H2~6£\i&£\ﬁ%
A, EER. EER. EH oA, THA. THRA. AR (—
CH,CH=CH,. —CH=CH—CH,. —C(=CH,) —CH,). &% ( —CH,—C=CH,
—C=C—CH,). THA. THKE. KWK, KBrE. THE. THi.
%%R#%&ﬂ

“Coy LA (R EAXALTLFRTE 3. 4. 5,
6. 73& 84 CRFHFiaFfo Riafoizd i, HFiAE T A ARBAANR
B KA E A R TR BRARARAK, TURRAMESIR, LA
FawE AL, BRTA, BRREA. KK, REA. KFER. KK
. REHEA. REHRAFRTXFHL. HTRLABDH, TERAAN
ki HRAREA, FAX2—HBR. XAXA -2 -KERTBEEMILTA.

AT ALAEH, ik “FR ghEMmHATidhER. BKEK.
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BERABREAGERD, TARARKRLERANM S N FE 3R E R
KRR, FRETEFHINGHA. (F5) T FTREME.
EANAFETUARABKRERKR S BRREAALE, LT FERKEA
TAMBRAR, TAETFANEELE., RRGFAHFH
HPF aRFA FA AT, ARFRA AT

FA& AT

s RY. R Hm RO ks S AT Ho —C,_—3E. C_—3k3k.
—(C,_—E)—C,_—Frh. Fh —C_—RPO—FX. #K
Y. —(C,_—tu k) — #F%. F. CL, Br. I. —CN. —NC. —OR™,
SR, —NO. —NO,. NH,. NHR*. NRPR*. —N—OH. —N—0C,_,—¥%
& . —NINH,. N=N—3F 3. —(C=0)R"".
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O
CH/ ))
}L; Ny

FEd=1.2&K3, REFT— (=R, TEFHLEEXRILE;

R Ao R b ¥ s k= H. —C _—k&k. —C,_ —FEE. —(C, _,
%g‘)_’cx—x“ﬂ:%g~ ——%}E&\ _"(C]—é‘—‘%z%)-“%g‘ #t%ﬁ\
—(C_—% ) &3k, (C=00R*. —[(CH2),—0],—H HR—I[(CH,),—
01,—C,_—m&k, Fw=1.2. 38 4Hz=1.12, 3. 4&S5;
RY & T C_—kA. —CL—F AR— (C=0) 0—KR T XK;

R fo RO b dd 3 &7 C_— AR —#REAFT—(CH) ,—, LT g=4
& 5;

R A+ I, —C,_,—8k. —C,_—3iA. —(C,_—HE)—C,_—
FILAK . —Fh. —(C_—5h) —F K, —RFHE, —(C_—5H) —
Z3ik . —O0R”. —NH,., —NHR™. —NR¥R’;

R &7 He —C,_—kh. —C_,—3rkX. —(C_,—%K)—C,_ ,—
HmA, —FK, —(C_—8R) —FXK; 2R

RY A& H. C_—i. —C_,—%kkX. —(C _—E)—C,_—5*K
A, —FR, —C_—mA)—F K, —HFEXK—(C_—={X)—
e,

HTAREAEE, RAGFTAEAARE, 3—R,KEXRE, 3—X
CA—E R A—RAA L A—REEK I—FARK, 4—-FAX
CA—FRAER L A—FREXRK, LA TFEAFRAK JL4—ZFH
AL, A—ZFRARRK, 2Rk 4—= 81X E. 4—XEL
B 2—FAS3—FRAXK, —ZRXI3—FREXEHF I—K&
—2—F R,

R REAE RATFEXREARANAR, AT ES—ANKEH
—AMERTFR 2.3 ARSAMHARXFEMLA N 0F S 89RAT,
EAR AR TR, BARBRARKIERAKR Z N4 F R R R
X, KERCEHAHRKREAZHASH LARRTH2 30 454
MEXARE R, Ef/ RN ERTHER 5-4. 6-TK T-LH M
FAH, R TUEAEXFMAMER., “£FX TUHBKEXREN— £,
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OHMELPES—ANATESARETHREFTHER, EMRFEALH
TAARBRKREBRAKE MR XITRABRREXFELE, FLXALT
bRt bbbt . wai kR ke, kk R, &5
ARGk, RARARNERFRGEH @Eg R, e 3K Ko K
afok i, ek, vk, RALARA, Ko X K, AAX
FASTI . AR XK H BT o KRR S BRA K S AR R
R BT XA .

ATALPEY, K& “C_—KE)—C,_—3FxKx"., « € _—
k) —RIA fo (C_—I) —F R FFdEd € —eh KR
SRR mES TR E,. EHXARFR. £B& “I,—C,_,—*K
BT L BR EegRL.

P F AR SRR AR, AL, AL fo IR,
AR ARG KE “BKR” ZHEERAY IR THTREAHBRN: F. CL.
Br. I. —CN. —NC. NI,. NH—#t. k. NH—3F 8. NI—Be A —F K. NH—
ZeBR A, NH—BLA—OH. NGB .« NCERA-FR),. NRIRA),. N(&
#—O0H),. NO. NO,. SH. S—ic 4. S—F k. S—m#E—F X, S—&
A . S—EA—0H., S—itik—SH. OH. 0—ke&. 0—3F . 0—x i
— L 0— L. 0— A —O0H. CHO. C(=0)C,_—3E3 . C(=8)C,_—
k. CEOFA. CES)FE. CE0C,_—hA—FH. CE=9)C, —
Bk —F AL C(=0)—Z& 3K, C(=S)—F&3LK. CO,H. CO—kK. CO—
sk —3F k. C(=0)NH,. C(=0)NH—%ci. C(=0) NH—3 3. C(=0) NH—
33k, C(EONGRRA) ,. CEONGEE-FRK),. CEONFEIHKK),. S0—
. S0, —ktk. SO,—EEX—F . SO,NH,. SO,H. SO,—AK. ik
Ay FAREERA, AFPIRAARE SEMARE NRARELRKY
MEAR, tlwAEARRETFRAERF L _BAILZRA, ik CF
H—CH,CF, L FF48F C &R-F_E & A&—CHOH —CH=CC1—CH,CL t§ 4L
FFARALE E=ZBRAK., 3RARTUHAARARXRITRHORRKEALK. &
TAKE B, 454kt CF, F CH,—CH,—O0H AR R G BAE, X
BRIAAIL—2—HEBE AR R —2— BB R4 4 R AR 69 BRAK K.

EXREZRALETLR, sFfF “FRE7. “&IE” AR “EFL”, KX
B CBIAR R BERAK” HEEBARTHREFHARZIANAL
FakiE Y IRALERAKR S BRAK, p2BRK, ZRARXNTRA. £
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s, M ABLEA P AL RAA|Z R B4 “FR7, REA AR B
TR EEBRARENSL, ETF—ANSMERENMRT EHE T HERK
&4 F. Cl. Br. I. —CN. —NC. NH2. NH—% & . NH—3F 3. NH—
gk — k. NH—Z 3 A, NH—EA—OH. NORA),. NOEA-%F31),.
N(Ze3RA),. N —O0H),. NO. NO2. SH. S—ii. S—EEA . S—
FE. S—RAE—FK, S—HHA, S—HEA—OH. S—H £ —SH. OH.
0—hti. 0—3RkR. 0—3FK. 0—RA—FK. 0—&FA. 0—x
A —O0H, CHO. C(=0)C,_—4uik. C(=8)C _—%xk. C=0)F A, C(=9)
FH.CE)—C_—mRx—F%. CE=S)C_—kE—FE. CE=0)—
Ze IR, C(=S) 3R . CO,H. CO,—kt3k. CO,—hu &k —3F & . C(=0)NH,.
C(=0)NH—tt k. C(=0)NH—3¥ 2 . C(=0)NH—Z 2R3k, C(=0)N( ) ,.
CEONGEA-FH),. CEON(EKRL),. SO —Hk. SO —F 4.
SO,—kt 4. SO,—F & . SO,NH,. SOH. CF,. =0. =S. 5. HE L.
FARF/RBTA (A, BRAATEERKRAKRK). $RATE
EIRERNOE TS S -

AT AREBGBG, “XHAME” ATEKRE 5 s e,

AEMEFTXPHATHAREAEMELE R AL AN LG X
(1A . IR #/HR (IDsHmiE, SEAELEHE G, 4528 F
A A/ IA, XEERAEAFAEY. FEATHALTUAE L
AURA BT B, U ARKANS AR, TH58&M K.

ik, RKZBAMK (TA) . (IB)F=/R (IDAHE TR LT
L. [, FBR. M. THM. ffFXHE. 8. TH.
LB, BB, HIB. BLB. BRMER. §LE., LR, KR, &
REHALRBE AR, R RKLALSH AR, THALETE T
BB AR, WwHRBAARKBRM. F30, ARG aERg
H.OSUREE . BEERHE., KRRE. EEANR., TERE, LREHE. I8
Hh, KRR, ALY, FLARY. FEREPSRBIESN4HEL,
WA B L. AIMREARLZ A S B KRS, BRKEHT T
4o K G R 45 ah IR AT .

KERETA LSS E S —AdEst#Rd o, BPdk RYERAK 858 X
(TA). (IBYFo/H (ID oAty s B -F. Bk, KLBAEK (1A).
(IB) A=/ 3% (I1) 4L =T vAvA F SRl 2o 5 5. 4b xf s AR Ao / 3 d3F 2k
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T K KX e b ek fe /R ErT AR RS XA L, ZRINAELY

FAH AR L EASHTHRAEH XALE., ZERESHT ALK

FHRAE B RA YA XA L. KgAK (TA) . (IB) XK T 445

Wy A BT R ARG A T KA.

g AEX (A, (IBA/RADAEGHRETHAEF:

RUF= RY gk sb gk 237 0. 0—R’. S—RY. C_,—& k. FX K—(C
mER) -, AR S BRARR RV R M Rt
¥z wk o~ . C_,—*%3%. F. Cl. Br. I. O, 0—C,_,—
k. 0—F& 'R O—CH,—F X', AFAAR PR Z—%
H, RFRECEARAL, AHFELAR B R Z-FFF
AOHHEALT, VAR EERBAFTXC _—kk;

ROA R &7 H, REBRAXRERKREAMNTR XA BRAKG TR, TXA.
ERE. 2—AA. ETHE. FTHEAATE. TR, E
SR, B, AFAEA. EOR. FOR ATE. FR
Hx—ClL—FK , AFEVRARCHFRZI-HH X

EARARZ—HAAR TR Z——RE RV, L+ ¥EF o’ —CH=CH
—CH,—B’. o’ —CH=CH—CH,—CH,—B’. o’ —0—(Cll,),—
B/, ¥ mAH2. 3. 4K 5,

OD DII Q‘D
H.C o'
B¢ e
H, ' H, P
=,

VA o’ HARAER VR KSR 5 A o A 4F4EHE X (TA) o (IB) A= (11)
athth B FARE, VAR AR W MR 5L B HATLE
#i8 X, (IA) . (IB)F (1D oty B-FARik, R o RT3 E
AHA HRFR. ok, ERXEX. 2—F%. ETH. FT
A.APTA RTA, BEARA. A&RE. AFARE. ETE,
FOASMATE, FAERAATCHARA ERTE. TX. =
Ak, 2—@mA. ETA. FTA.MATHR. KRTHA, EX
A, BAA. AL ETXA. FTAISMSTE;
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RAFTR, X, ERK. 2—AK. ETEA., FTA. #TX,
BT A EAK. FAE. FRE ETE FTA HT
A, FKRA RTHRA. RAR. ROARKER, A&H#HH
LT ARBAXLERRKE A AL RARNA, REXFFA
© R —(CH),—FE , H¥F k=1.2.3 &R 4, BHEX
C (=0)R';

REE&TH, ¥, A, —CN. & . £, 8. —C(=0)R" H—N=N—
Ak

R' &7 H. 33 'L OR™. SO RY, £ q=0. 12, RETAK
RAEBRKXEANAARXARRAKATR. 2E. ERK. 2
—AX., ETA, FTEA. FTHE. KRTE, EXX. #X
AP ARE. ETR. FTEIATE;

R* A 0 FR
*

AHARFRR—RHERY, AP Y 257y —CR¥=CR®»—CR”=CR*—d ',
VABVA vy HAFAER) Y 8 K35 v A 448698 X (11) 465
MR FAE, ADd AN Y HRBEHAD AKFIEHE
K (ID) 146 R F A0 i&;

RO A FTABRKRRNEBRAKEANM MBI ARBAKFTE. THE. ERK.
2—A&. ETHA. FTA, TR RTHEA, EAK. #
MIE. MPRAE. BETEA. FTHA. TR FKAKL, XTE,
HRAKE . RS ARIKAER, AkT—[(CH), —0,—H, i+
r=1.2, 3, 4. 5K 6Hs =1, 2. 3, 4, 5 X 6;

RV R TFR

R'" £ =& & OR”;

R' & - OR*’;

RY F 7 H 3 F A&

RV £ I, Fh ', RAEEFHHEATEAFTAERNK. LRAXZ/N48E
RARBRATRA, TEA, EAK. 2—AKX. ETEA. FT
AL THR. TR, ERE. FAREAARE. ETK,
F T AP T

R¥, R, RU A« RMkbdk = s fo Ho & &R, 2. #35 R
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R £+ H. ¥4, o, £/, 2—@X. ETHX. FTx%. 7T
AL RTEA. EAKL. FAE. AR ETA. FTER
ok, AN R AFFALRATREA, 0 RY REAF
H;

R = . ¥, 4. ERE. 2—R"L. ETEA. FTE. #7T
A RTEA, BAKR. KA AKX, ETR. FTEXR
T

R® &7 H. FRRTE;

AT FE TR —2—K, kb —3—K, Ep—2—%, K —3—K.
e —2—k . IR —3— AR —4—K, Hdrkwhik, X
ket A A ABRARNERARK S AR R E R

1X,;
FR OATHERN FERIRFEA
¥ AT
7 3y R
— 4
g@aw
R31 '
= N &
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R, R fu R’ fhsbtd 5 3 & H. —-c1 —RE. C_—Fkxk. —(C,

R —C,_—FEk. FE. —C_—rE)—FH .

I ——(cl~6~);-tz;_k)—— o33 . F. Cl. Br. I. —CN.

—NC. —ORY”, —SR®. —NO. —NO,. NH,. NHR™. NRR*.

—N—0H. —N—0C, _ ,— % & . —NHNH, . N=N—3F % . —
(C=0)R”,

/O
%%CH\O> )d

fFd=1.2X3, é‘wfm‘—*(c=sm” T TFHEERXLE;

R¥ o R 4ok 5 W k= H. —C,_—h#k. —C,_,—Fxik. —(C, _,
R )—C_,—H K. —-;}z;g\ —(Cl__é——m%)-—%);& —
Zeir k. —(C_—5) A, (C=0)R®, —[(CH2) ,—O] —H
H—I(CH),—01,—C,_—%k, £Fw=1. 2. 3R4Hz=
1. 2. 3. 4 5;

R F R C_—mtk. —CH—F K H— (C=0) 0—TAK;

RY fu R gl sk 3 3 & 7 C_— AKX —#AFT—(CH),—, H+ g=4
x5;

R &+~ H.

C1 6-—_}&% 3 8 ﬂ()fi,_%\ ’“‘( —%}3)”(:3 -8
xx\ba);&\n%&—(cl ) —F R —RIFRA . —(C, _—
BR) —Ze k. —ORY, —NH,, —NHRY, —NRVR*;

Y 27 0. —C,_—tk. —C,_—Hbk. —(C_—kik)—C, ;—
Fpk. —FA, —C_—wmB)—F K, AR
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Hm (4R R R EFEARE ) AIDS X & . A F L . Tourette
L. BFPELEAHTS. AYHIERB/BTEY —FRALHAEKX
(I . (IDXRUDAKAHAEAALTERAEA THELAA/XREG TR
EAG M R & BME. AT RE. ﬁ%ﬁ%ﬁ(%ﬂmﬁ?
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Bt BRI, SLAE. B, LABE. Bo. REB4E. BB
BRTHARK, ATERCEHALHARENEALAREHRALT
%R e B A, TERER MABHHEN, oK, KA B
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T— R AR R —S5—obog —2— L —3,5, 6, T—

141 380. 5 381. 4
v Astted 5 (1, 5a] FvE—3—3 B 7B
I— RS R—T— KA —5—rbR—2—

142 HK—3,5,6,7T—w3 f o JF [1, 5-a] B —2— 428. 51 429, 6
A%
3 it —T— K K B S —S— b —2— Jk —

143 387.3 387.2
3,5, 6, 7—wa & abed 5E (1, S-a] o
T— SRR e — S5 —oth 98 — 21—k —3, 5, 6, T—

144 333. 41 334.2
vy Aot HF (1, S-a) vEE—3— Y BF
T— 3, 4— W FUIL KR —2— W IR BB S —

146 §—ril, va —2— S w9 Sirth ek (1, S-a] o —3— 407. 0 409.5/409.9
W
30— —T— 34— FRAFXRA) —2—FK )t —

147 490.9 492.6/494. 4
S—HtE—2—k vy Anbed (1, S-al g
3—i—T— B, 4~ FRARL) —2—FK A w

148 485.9 486.5/488. 4
Fontbod GE [ 1, S—a]wfvg —S5— B8R 7 BS |
3—f —T— 3, d—— P RARK) —5— (5—4f

49 Shook o) —2— k) —2— K K w9 Stk ek 5 (1, 5-a) 524.9 525.4/5217.1
—RA—T— G 4 ——FRAXA) —2—F R W

150 402. 0 402.5
BEL SR 0T S be A (1, S~al o — S — B 8 OB
3R —T— (3, 4— P RA K L) v A vbeg

151 356. 0 357.2

(1, SalvEva —S—iR 8 LB
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B T— (34— F RAX R —2—F R aidn A —
153 | 5— (5—a vk ah—2—Mk) w9 S ko 5 (1, 5-a) 441, 4421
oo —3— P Ry
T— 3, d—Z FRAF L) —5—atog — 21— —
154 4,56, T—v9 F b Hf (1, 5-a] "B —3—AK ¥ 408. 5 409. 5
ot
k2] 145

3— R —T— G 4—FREEXEER) 2—FX S5—e —2— K —
4,5,6, T—wg G e [1, S-alwkve — 3 B 3
¥ 1.5g TLHFH S—RIA—4—2—3—KAnt4KE 4L 100n]
PR, A 1.55g 3, 4——FTARARTH. 0.88g 2—HEAT
Ao 0.72nl ZHTH, BAMRMAEFR THALIR, BLALMA
s BM s . 8 it g A8 HPLC sh4t#8 = 4% . IPLC #: Macherey-Nagel,
VP 100/21 Nucleosil 100-3 C18 HD ( A %5 : 01151586 &k 23710123 ):
A5 ¥B: (Riedel-de-Haen, Chromasolv) //K: 60%E 100%F 854
Bk (4 80, A A 37.5 54 (fik: 10ml/5-4F, EAARR: 1nl)
HPLC : Beckman SYSTEM GOLD ( Detector 166 , Injector
Endurance/SPARK, 125P Solvent Module, #4~R & &: Foxy200/1SC0)
R4 139mg 3—if—7— 3, 4——FARERER) —2— K —5—

A —2— R —4,5,6, T—wWRAmAF (1,5l EROEBREERE
1.Ilml ¥ &Y, KEMA 6l HOF Tul TMSCl, —E 818 BT
dEAR, FESHAA LEeE, FEFEMK, HATAE TR

§ = 8.68 (m, 1H), 8.27 (m, 1H), 7.92 (d, 1H, J = 8.1 Hz),

7.74-7.67 (m, 3H), 7.39 (44, 2H, J = 7.5, 7.5 Hz), 7.33 (t,

14, J = 7.2 Hz), 6.83 (d, 1H, J = 7.7 Hz), 6.78 (s, 1H),

6.66 (d, 1H, J = 9.0 Hz), 5.47 (m, 1H), 5.03 (m, 1H), 3.71

(s, 3H), 3.69 (s, 3H), 2.67 (m, 1H), 2.59 (m, 1H).

A ] 147
3T — (34— FARAERXR) 22— A —S—mbw—2— A w At
s 5F (1, S~a] o




02809688. 6 P B 45 ZE52/551

BB e X RN ¥

'H-NMR data (600 MHz; DMSO-d6) :
5 = 8.34 (br. s, 1H), 7.93 (d, 1H, J = 3.8 Hz), 7.64 (s,
1H), 7.14 (d, 1H, J = 4.5 Hz), 6.81 (d, 1H, J = 8.3 Hz),
6.71 (s, 1H) 6.60 (d, 1H, J = 8.3 Hz), 5.40 (dd, 1H J =
4.5, 8.3 Hz), 5.09 (br. d, 1H, J = 8.3 Hz), 3.70 (s, 3H),
3.68 (s, 3H), 2.59 (br. d, 1H, J = 13.6 Hz), 2.50 (m, 1H).

E4| 152
T— 3, 4— = F AL FE ) —5—abg —2—H —4,56, 7—w3 S ook 5
[1,5~a)#og—3—Fay —d sy
¥ 1 g (9.3mmol ) 3— R} —4—FRENE AL 280l THF,
Ann 2.28g (13.9mmol ) 3,4—=—FRAXKZH. 1.2% (12mmol) vk
v —2— WA 1.05g (9.3mmol ) Z R TEK, XN RAMAETEFH
it A, A#RHEAEBPMERAEREFREERFTE, @id HPLC
Ak T4 (Kt Lid),
bR fFaoek (270mg) &F AFEEY, REMA 150l H0 4
208 ul TMSCL, #FR|F 2imk, A RkEBLEALRE. AxTH
3|63 & dnik.
'"H-NMR data (600 MHz; DMSO-d6) :
8 = 8.65 (d, 1H, J = 4.8 Hz), 8.23 (t, 1H, J = 7.2 Hz),
8§.16 {(m, 1H), 7.86 (d, 1H), 7.70-7.65 {(m, 2H), 6.77 (4, 1H,
J = 8.3 Hz) 6.68 (s, 1H), 6.53 (d, 1H, J = 8.3 Hz), 5.43
{(dd, 1H, J = 4.5, 7.5 Hz), 5.08 (m, 1H), 3.70 (s, 3H), 3.68
(s, 3H), 2.73 (m, 1H), 2.63 (br. 4, 1H, J = 14.3 Hz).

FAaP 56 (=)

MY L) 145 Fu 152 Kty F ik, #& T— G 4——FRAX
) —5— (S—A X KA —2—) W Gk 5 (1, 5-a] B —3—F 5 ¢4
AR E,
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'"H-NMR data (600 MHz; DMSO-ds) :

8 = 8.65 (4, 1H, J = 4.8 Hz), 8.23 (t, 1H, J = 7.2 Hz),
8.16 (m, 1H), 7.86 (d, 1H), 7.70-7.65 (m, 2H), 6.77 (d, 1H,
J = 8.3 Hz) 6.68 (s, 1H), 6.53 (d, 1H, J = 8.3 Hz), 5.43
(dd, 1H, J = 4.5, 7.5 Hz), 5.08 (m, 1H), 3.70 (s, 3H), 3.68
(s, 3H), 2.73 (m, 1H), 2.63 (br. d, 1H, J = 14.3 Hz).

HAE R

LR E (haM Wistar 7 & (Charles River, Sulzfeld,
BE) AFXARHEARIE. BH. E28M) EHAATRKELHWL
44 NMDA 45 & M 693858,

A, BB INE. BHARERZE, AHAHBHARE
50mmol/L Tris/HCl (pH 7.7) & A, 4& Polytron ¥/F% (PT3000
A, Kinematika AG, Littau, #L ) P24 6,000 rpmik E ¥ /E 1 H9-4F,
EATHI, KEE ACTH 60,000 g TH-SKLHE 15 o047, AWHB
S triFk, BN IREMRE SOnmol/L Tris/HCL (pH 7.7) ¥,
AHREFAL2,000 rpn R EAA 1 540, HAE4TH 60,000 g T &
1S AP, BB bER, BB HEA SOnmol /L Tris/HCL (pH 7.7)
b ¥R (2,000rpm, 1 44F), #£-70C TF A%k F 5 X4,

AT AR S KR, AT BEF L5 EAM, £ 4CH 60,0008
THS, EMALBELFTRE, FELRXLORBIRERLELS
KB sy, ¥R (2,000rpm, 1 44F). ¥AAA 30pumol/L H
RABiF 100pumol/L R BELE Smmol/L Tris/HCL (pl 7.7) A4Es4

KB TR,

s AAE Hy AT M ARIS AR 8D 1 nmol /L CH) — (+) —MK801( (SR, 10S)
— () —5—FEX 10,11 —=—&A—SH——FKH (a, ) SFERH—5 10—
fe, NET-972, NEN, Cologne, Germany)., it —F &R F, 4 5
AT RE RO AL RS Y, REASEERAGEFIHES
3] NMDA Ak 9 4848, B RXAFAEFHALT T 2SCTME 40 204,
WEMBiTEEIKE, MAAHHRAEREXNLES. E AWK
(TR EE” Wik4k, Beckmann Coulter GmbH, Krefeld, Germany)
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E, F B -i# % (Packard TRI-CARB &4k 14 & 447 2 2000CA, Packard
Instrument, Meriden, CT 06450, USA) @2 itk BR G 64K,
HEHERHFELT, EALE 10unol/L KEBPEFIASWENST, FF
FF e B AR CH) — (+) —MK801 #4454 23 %] | 2 Ak A XA Lo %t
T NMDA Z4k#) (+) —MK801 LA B F R HAME. LAGEHE LK
BMARZFHBEERTHFRAFTTR L.

£2
% 364 7 ) %
140 44
141 45
142 75
143 49
144 45

AT REEFREZTQRAGIH, &F 7T FHREHM4:

f£ 25TF, #M 100p1 1.5 oM PINBl (N°—¥ & —f3). 100
ul % (50mM Tris/HCl, pH 7.4) #= 100u 1 b3k B KEF R
T E A DMSO A B ERE 100l HAAKER 30 048, BF 5,
FE X B A4 (Whatman GF/C Filter, #|A S0oM Tris/HCl £ %
A). WERSBERLREF, o 3 5ol WA, 2 S EEB-
B PRZASE, RMEZLER (10uM e K A 10uM &858
%) =T 3,
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%3
TGS | KA [ pM] 10 p M 4k 4645 %
39 40
53 0.6
54 1.3
55 0.4
56 43
64 0.6
111 0.3
145 0.4
153 50
154 41

42 (C.A. Salvatoreet al., Process. Natl. Acad. Sci.
USA (1993), vol. 90, 10365-10369) ¥, AL E#kH 147 —E
(385 46| 145 Fo 152 R FTHPF) A THARIF A, £
ey EFaF . fEBARRAEA 0. 1M ['PI1AB-MBCA (N°'— (4— &K —3

— ("I AR ) B, JuMKREAHEFS A 93%,

A K BA B Wy ) B ) ) A

AHATEHNBY, AEERT, ¥ lg I—REAEBR —T—RAHK
K—5—wb®—2—3K—3,56, T—wW AL (1, S—alFR—2—B i
BB EMAE L LAY, KEdidmA G4, BT FELL.
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