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BE-REBRCKENELRGEH

MRZ R1 R2 R3 R4 R5 R*
579 CH, CH, CH, CH, CH, NH,
601 CH, CH, CH, CH, C.H, NH,
607 CH, CH, H CH, C,H, NH,
615 CH, CH, | C,H,(CH,) | CH,(C,H;) | CH, NH,
616 | CH,(H | H(CH, | H(CH,) CH,(H) CH, NH,
617 H H CH,(C,H,) | C,H,(CH,) | CH, NH,
618 CH, H C.H, CH, CH, NH,
620 H H C,H,(CH,) | CH,(C,H,) | CH, NH,
621 H H CH, CH, CH, NH,
625 H H H CH, CH, NH,
627 H i H C.H, CH, NH,
629 H H H C,H, CH, NH,
632 CH, CH, C,H, H CH, NH,
633 CH, CH, i1 C,H, CH, NH,
640 CH, CH, CH, CH, CH, NHCH,
641 H H H H CH, NH,
642 CH, CH, CH, CH, CH, NH(CH,),
705 CH, CH, CH, CH, CH, NH(CH,),
= 1
FENRNNREERS EBREBESY > # W

CH:(CsHNE B & CH: = CsHr -
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T o Ach(l mM)& 30 B # A 2 B -

(SmiDr 29 o s B N Bz ok 3k )
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A E—BERBEWRETHEBEN —Ach#EH @ A
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£ TR XE -

B e AChERNEREEAEHBMEKE » KL

i:.g

T fE(ZSEM)E () @R E (n=12/RE)AF AN HEE - ICs.
MEFREREYEEERE 4 2 B H %A E A (GraFit,
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0B EmE 2 -
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M =& HE 28 F MRZ 2/616 10,30 K 100 pm HY &#E
HAEETHTERE -

B BES ACLERREREE L EHBMAKATE > &L
7 fE (ESEM)# MRZ 2/616 B E (n=11/BE)AAFKREE -
ICoo. BIMEEF R B SR & R84 2 B 3 & 75 2 = (GraFit,
Erithacus Software)® {E -

B 4ARE BRTEREBMCTAESR MRZ 2/705
EHHE TR B (e a-a NS BN RERENE - &
MRZ 2/705(0.3-30pM)M & BB EWEFEHFE T > Ach(lmM)
B I0REER 2B -

AT E - WEBERTMEKRER —Ach #BA o
BT EEBRESNETHRERECEARE - +
B = 8 Bl o M E T 4 Bl MRZ 2/7050.3, 1.0 & 3.0 um 9 &
EEETHWE®HRE -

B: BEY ACLERN EREE LT HBAKLE » KLU
T fE (ESEM)¥ MRZ 2/705 B E n=9/B E)F X e & -

[Cso. U BT R EH R W) & E KB 4 2 B B 5 E = (GraFit,

AMEREBATHERERL (CNS) A (210X 29724 )
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B7

~ BBAZLEA ( 20)

Erithacus Software)® {E -

R E -t EBECIKKAE S-HT B RRE
ZHEAETERE IKERCHKEB A E NIE-115 #
B S-REEIENEARNER  EFH LR HIEDN
NMDA S5/ E# B ANEMRE.L> 7R 2B Parsons F A > 1999
EEFEEUNKN - ERPHKERTAE HEK-293 # M W BT 5-HT:
TRERHEHEAERE O DHERENACE TRIEUAORERE - &L K
Agmm ZTHUEANEE-REBOLEE SHLZB LELEA
B E - RS LSS E G ERE MR

(Fan,1994) ¥ 5 2 > HE B BN BRERFRABEARE -

RZ—Z7 T [SHIMK- [ PC NMDA | SHT,
579 T4 I.3 1.7
501 77 10.0 1.3
607 7.7 13.8 722.3
515 2.29 T.30 Z.3
516 10.4 33.2 38.7
52T 30.6 92.4 20.3
532 7.8 6.4 2.4
633 1.7 3.9 X
520 1.8 1476 10.8
547 10.7 I7.5 35.5

x 2

BE-REBCKENMD K S-HTL S BHBIR N BB E -
RETCEZEEREEMNCHIMK-S0l WA EE  REKSEE
KW EEERBMWMEITHN  NMDASI HHWEBRNER(FE-70mV)
B UUE A & B A E Parsons A > 1999 - | #T 5-HT: X 48 &Y
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% S FE LB [Csos(uM)% NIE-115 M M2 LL 5-F & & (10uM)
M 2B RETRE -

BE-KERCKEMETEBEIENRR
Ach(imM)REH#H E R ERLE RN EBRE B M KT 5| &R
HBEEFENEARAER EHRERBBE -FEEOREE K
o SR H A MR TIRENRERBEILHEE Kk
EHMEZNCNS AZENREEREE L EHNMEA(E

(D I ot o e B (v Bv sk RO 3g )

e — Y W —

2 [Cso=1.17 pM)

BEE KRACAZERE-KEBECHRORN  LUER
o] R T HBBHA - £MA4E RI 2 RIREEX HDEFEMRIK
ENARENHERE KERCK BERNB o7 & T H
S LR REH NMDAX®E  r ME—HBMSE > —&W
MRZ 2/616 FRBI =¥  EE LA HEFEE TR T
(R B 3 K& Parsons % A » 1999) - N-Ot & LE 47T & ¥ MRZ
21705 a7l WA THBERKILKXE NMDA Z & 7 L Al
EERF I6FENH TR IKE 4)-

MRZ TSHIM BC PC Ach
45 579 142 1.30 30.00
kS 515 729 2.90 72T
R 516 9.94 3320 340
% 617 36.08 63.90 T.156
<3 518 22.79 57.50 . 0.65
8 520 27.18 3900 7.44
A 57T 3056 92,20 U.55
’;’ 525 I8.98 [ 24Z4.90 3,29
I 527 57.30 150.00 7.60
” 529 16.74 [ 2IB8.60 7.05
® 541 135.8 >T00 740
A 1Y) T0.73 I7.50 T.00
14 705 709 70.80 T.30
it )

£ *® 3

¥

AuER AR PEBAFEARE (CNS) AL (210X 29704 )
-24 -



593223

A7
B7

[

AR T R O = 3 e 2 e 5P Y S 3

B~ BB ( 22)

BE-EBCKE NMDA Rl MR THBZEUAN
M  RBREEZEREEWMWCHIMK-30l W RKE#EE®E K
EREBEBNEZEEEBREEMC&TA > NMDA S #EHHE A &R
(£ -70mV » PC NMDA)# #i F H 8 & B B Parsons & A
1999 - EFla7 M A& T A M T 8B (PC ACHH B T #H T ER
[Csos(hM)E REEZEMEE R ML IT L ACh(ImM)E A 2 ¥ &Y
R E X FE -

=4
10 o

REBBETEE KEBECKS S-HL, Z BB I
B oo ML E > EEE 1999 B Parsons H A& F
NMDA Z#  EREFPUNRENIRNENEERRE S - &
REELENE EL£ELEYWE NMDAR S-HL: ZBEHAEASE
%ﬁ%z%’Hﬁﬁttﬁﬁﬁﬁﬁé’ﬂ%ﬁiﬁ%’{EBZ/E;%%EBZ
NEBEENEZERANE O ZEERFREDENAEHNRR-FZ
MM RERERTEEHR- —FZFH - fw - i
mesolimbic Z E M & E % » DL K NMDA Z 8 & 5l {F A /Y
e EMR  -FF SS-HL.EARREABGHANRBEEIAMNE
B -EZE8 BME- -EE RFRER BEERBHEER X
&

REHEBELE R LR E-KERECKEE LRX E ol @
T mENBILE NMDA R/ S-H: ZBWERAEEREER
B FLZEEHBTRudp2 TR BERE - 2 T REH -
20 B Buisson F A (1998)E % E 8/ & B - #l 20 % & 84
(memantine) X amantadine - WM H > HEM AR KEN

AR RZER T EBEFARSE (CNS) AdAE (210X 2970 % )
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Buisson, B., Bertrand, D., 1998, Open-channel
blockers at the human alphad4beta2 neuronal nicotinic
acetylcholine receptor. Mol. Pharmacol. 53, 555-563.

Fan, P., 1994, Effects of antidepressants on the
inward current mediated by 5-HT, receptors in rat nodose

ganglion neurones. Br J Pharmacol 112, 741-744.

Greenshaw, A.J., Silverstone, P.H., 1997, The non-
antiemetic uses of serotonin 5-HT, receptor antagonists.
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Parsons, C.G., Danysz, W., Bartmann, A., Spielmanns,
P., Frankiewicz, T., Hesselink, M., Eilbacher, B., Quack,
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NMDA receptor antagonists with strong voltage-dependency
and fast blocking kinetics: in vitro and in vivo
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H #TFTEEBHEECNS -LXHEAFTENERER AR
BEMMWEZEBRVMEFERAGEZ A E  REBERRID A E#
Br ZRNEHEEASHTIXZBSTBEBENBEOFE A
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FXBEAMBE ( BFHZLAHE )
1-AMINO-ALKYLCYCLOHEXANES AS 5-HT, AND NEURONAL NICOTIN;SHz
RECEPTOR ANTAGONISTS ;{r

:
\.

Certain l-aminoalkylcyclohexanes are systematicallylgf,

active 5HT3 and nicotinic receptor antagonists and are

useful in the inhibition of progression of or alleviation

of conditions resulting from disturbances of

serotoninergic or nicotinergic transmission giving them a

wide range of utility in the treatment of CNS-disorders.

Pharmaceutical compositions thereof for such purpose and

method of making same, as well as a method-of-treating

conditions which are alleviated by the employment of a

5HT3 or neuronal nicotinic receptor antagonist.

AR R A P BB K42 (CNS ) AddLAE (210X 2972 % ) 2.
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