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compositions containing such-a compound.
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369(13)
.533(11)
467(5)

.504(5)

19

9107(7)
8398(6)
8169(8)

7871(4)

7546(4)
7425(4)

49(3)
72(4)
85(4)
84(5)
65(5)
103(8)

®
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C(10A)-
C(11A)-
C(13A)-
C(14A)-
C(15A)-
C(16A)-

C(11A)
C(124A)
C(15A)
C(16A)
C(17A)
C(17A)

C1(1B)-C(1B)

N(1B)-
N(1B)-
N(1B)-
O(1B)-
O(1B)-

C(13B)
C(14B)
C(12B)
C(9B)

C(10B)

C(1B)-C(2B)

C(1B)-C(3B)

C(2B)-C(4B)

C(3B)-C(5B)

C(4B)-C(6B)

C(5B)-C(6B)

C(6B)-C(7B)

C(7B)-C(8B)

C(8B)-C(9B)

C(10B)-C(11B)

C(11B)-C(12B)

C(13B)-C(15B)

475(11)
485(11)
470(11)
1552(13)
1503(13)
479(14)
1739(9)

.483(10)
496(11)
1508(9)

1419(9)

423(9)

362(12)
1384(12)
1369(13)
1395(10)
356(13)
372(12)
550(11)
418(11)
.519(10)
484(11)
495(11)
495(11)
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C(14B)-C(16B)
C(15B)-C(17B)
C(16B)-C(17B)
C(13A)-N(1A)-C(14A)
C(13A)-N(1A)-C(12A)
C(14A)-N(1A)-C(12A)
C(10A)-O(1A)-C(9A)
C(2A)-C(1A)-C(3A)
C(2A)-C(1A)-CI(1A)
C(3A)-C(1A)-CI(1A)
C(1A)-C(2A)-C(4A)
C(5A)-C(3A)-C(1A)
C(6A)-C(4A)-C(2A)
C(3A)-C(5A)-C(6A)
C(5A)-C(6A)-C(4A)
C(5A)-C(6A)-C(7A)
C(4A)-C(6A)-C(7A)
C(8A)-C(7A)-C(6A)
C(7A)-C(8A)-C(9A)
O(1A)-C(9A)-C(8A)
O(1A)-C(10A)-C(11A)
C(10A)-C(11A)-C(12A)
C(11A)-C(12A)-N(1A)
C(15A)-C(13A)-N(1A)

1.52
1.50
1.49
112.
112.
109.
111
123
119.
116.
115
117.
122.
123
116.
115
127.
113
109.
105
110.
114.
113.

111

21

6(14)
9(13)
3(14)
3(7)
3(7)
6(7)

.1(6)
.2(8)

9(7)
9(7)

.9(9)

9(9)
5(9)

.6(10)

7(9)

.5(10)

7(9)

.6(8)

1(5)

.6(6)

1(8)
0(8)
3(7)

.2(8)

®
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N(1A)-C(14A)-C(16A)
C(13A)-C(15A)-C(17A)
C(17A)-C(16A)-C(14A)
C(16A)-C(17A)-C(15A)
C(13B)-N(1B)-C(14B)
C(13B)-N(1B)-C(12B)
C(14B)-N(1B)-C(12B)
C(9B)-O(1B)-C(10B)
C(2B)-C(1B)-C(3B)
C(2B)-C(1B)-CI(1B)
C(3B)-C(1B)-CI(1B)
C(1B)-C(2B)-C(4B)
C(1B)-C(3B)-C(5B)
C(6B)-C(4B)-C(2B)
C(6B)-C(5B)-C(3B)
C(4B)-C(6B)-C(5B)
C(4B)-C(6B)-C(7B)
C(5B)-C(6B)-C(7B)
C(8B)-C(7B)-C(6B)
C(7B)-C(8B)-C(9B)
C(1B)-C(9B)-C(8B)
C(1B)-C(10B)-C(11B)
C(10B)-C(11B)-C(12B)
C(11B)-C(12B)-N(1B)

110.
112.
112.
112.
111
114,
106.
109.
120.
119,
120.
121
117.
120.
122.
119,
121
119,
112.
115,
111
112.

113.

22

4(8)
0(9)
0(9)
5(10)

.4(6)

9(7)
8(7)
6(6)
2(8)
3(8)
5(8)

.3(10)

2(8)
1(10)
1(8)
0(8)

.9(10)

1(9)
7(8)

1(8)

6(7)

3(7)
5(9)

.6(7)

®



1393711

N(1B)-C(13B)-C(15B)  111.5(8)
N(1B)-C(14B)-C(16B)  110.6(8)
C(13B)-C(15B)-C(17B)  109.7(8)
C(17B)-C(16B)-C(14B)  110.4(8)
C(16B)-C(17B)-C(15B)  112.5(7)

ZS5S I-3-3-U-AaXA)RAKIAA]l- R 2 EBHE LB
28 A E[]

C(3A)-C(1A)-C(2A)-C(4A) -0.6(14)
CI(1A)-C(1A)-C(2A)-C(4A) 178.9(7)
C(2A)-C(1A)-C(3A)-C(5A) -0.7(14)
CI(1A)-C(1A)-C(3A)-C(5A) 179.8(8)
C(1A)-C(2A)-C(4A)-C(6A) -1.6(15)
C(1A)-C(3A)-C(5A)-C(6A) 4.3(17)
C(3A)-C(5A)-C(6A)-C(4A) -6.3(17)
C(3A)-C(5A)-C(6A)-C(7A) 170.4(10)
C(2A)-C(4A)-C(6A)-C(5A) 4.8(16)
C(2A)-C(4A)-C(6A)-C(7A) -171.4(10)
C(5A)-C(6A)-C(7A)-C(8A) 176.7(11)
C(4A)-C(6A)-C(7A)-C(8A) -7.1(17)
C(6A)-C(7A)-C(8A)-C(9A) -177.2(10)
C(10A)-O(1A)-C(9A)-C(8A) - -172.0(9)
C(7A)-C(8A)-C(9A)-O(1A) 172.1(9)
C(9A)-O(1A)-C(10A)-C(11A) -169.9(9)

23
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O(1A)-C(10A)-C(11A)-C(12A)

C(10A)-C(11A)-C(12A)-N(1A)

C(13A)-N(1A)-C(12A)-C(11A)

C(14A)-N(1A)-C(12A)-C(11A)

C(14A)-N(1A)-C(13A)-C(15A)

C(12A)-N(1A)-C(13A)-C(15A)

C(13A)-N(1A)-C(14A)-C(16A)

C(12A)-N(1A)-C(14A)-C(16A)
@ N(1A)-C(13A)-C(15A)-C(17A)
N(1A)-C(14A)-C(16A)-C(17A)

C(14A)-C(16A)-C(17A)-C(15A)
C(13A)-C(15A)-C(17A)-C(16A)

C(3B)-C(1B)-C(2B)-C(4B)

C1(1B)-C(1B)-C(2B)-C(4B)

C(2B)-C(1B)-C(3B)-C(5B)

CI1(1B)-C(1B)-C(3B)-C(5B)
® cuB)-
C(1B)-
C(2B)-
C(2B)-
C(3B)-
C(3B)-
C(4B)-
C(5B)-

C(2B)-C(4B)-
C(3B)-C(5B)-
C(4B)-C(6B)-
C(4B)-C(6B)-
C(5B)-C(6B)-
C(5B)-C(6B)-
C(6B)-C(7B)-
C(6B)-C(7B)-

C(6B)
C(6B)
C(5B)
C(7B)
C(4B)
C(7B)
C(8B)
C(8B)

24

66.0(13)
174.2(9)
76.2(9)
-158.2(8)
57.4(9)
-178.6(7)
-53.8(9)
-179.4(7)
-56.3(11)
51.0(11)
-51.2(11)
54.2(12)
3.0(15)
-179.9(8)
-3.6(14)
179.4(7)
-1.5(17)
2.8(14)
0.6(16)
179.6(9)
“1.4(15)
179.6(8)
99.9(13)
-81.1(12)
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C(6B)-C(7B)-C(8B)-C(9B)
C(10B)-O(1B)-C(9B)-C(8B)
C(7B)-C(8B)-C(9B)-O(1B)
C(9B)-O(1B)-C(10B)-C(11B)
O(1B)-C(10B)-C(11B)-C(12B)
C(10B)-C(11B)-C(12B)-N(1B)
C(13B)-N(1B)-C(12B)-C(11B)
C(14B)-N(1B)-C(12B)-C(11B)
@ C(14B)-N(1B)-C(13B)-C(15B)
C(12B)-N(1B)-C(13B)-C(15B)
C(13B)-N(1B)-C(14B)-C(16B)
C(12B)-N(1B)-C(14B)-C(16B)
N(1B)-C(13B)-C(15B)-C(17B)
N(1B)-C(14B)-C(16B)-C(17B)
C(14B)-C(16B)-C(17B)-C(15B)
C(13B)-C(15B)-C(17B)-C(16B)

X-4t &% 4 4 B £ 1% 8~ £ B
]- 9% g B
(£27)

AREA)ARAA]IAR A

11.2° - 19.9° ~20.7" & 34.1°

11.2°+~15.4°-~16.3°~16.9°~17.8°
21.8°~22.6°~24.5°-~24.6"~25.0°

30.3° ~ 34.1° ~35.8°~40.0°

T 4 B E

25

Bk

ga ik 1-[3-[3-(4-R X %)@

170.0(9)
-174.6(8)
74.7(11)
-161.8(9)
63.2(13)
169.7(8)
74.7(9)
-161.2(8)
58.0(9)
179.6(7)
-56.2(9)
177.6(7)
-56.5(10)
54.4(10)
-54.9(10)
55.8(10)

1 F o & & 4% 1-[3-[3-(4-
B sER0)5
AN ER S E A

~19.9°
~ 25.5

+ 46.0°(£0.2°) o

AX]A K]k R
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o

BRBERE

o

B BB - YEE 8B - 3B
ARH ALk rHe)B M
1-[3-[3-(4- R £ £)A &

a8 - MEBERBEREREIABYHERE

Al X]-%.xEHR

BS
e N

&

B BB - 2 Bf

1% £ X B & % 14

N<a
e

Ti#4iT: £ FEB Tk pHA.S R pH7.4 BE 3 A
ENERBNYE - BFR2BEBEFTAEEG66F -
® % MR (E S /BB %)
Kk E B pH4.5 pH7.4
¥ B Eg BB >100 . >100 >100
¥R B 1-3 1-3 3-10
34 BE B BB >100 >100 >100
B REE R B >50 >50 10-50
G 2 RETEBE B BRIEMBAREYNERERARM

b AERARRARAATRAIZ LR S
el W (ORI L O

WAk B AR E
Btk A B ﬁﬂﬁﬁi°%ﬁ%m%ﬁ§
B R IE B 1 Kk ¥ LL B OB OBE B &R R B
Y5 OE5 B AL B E &

A

26

oL £ ER

BRI UEBEFRKE

AEOBE o SLAILENS S
BB KRB R B
- I 2
B E T R#ATLERNE B RGBETAEK

®
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PR
. G | SBmE | SHMAD | A¥HAE | SR%LS
N,& | 117.68°C | 149.16C 63.21°C 90.85°C
' 0,& | 117.54C | 149.28C 63.46°C 90.74°C
HHhBEEBRBAERALECEHE(ERABRSR

B A B)EFMEREH  LELETLEBABRAGBERER
® BAaBHALKEEFHRBRIRT  BHibmAEERIRS A
AAEHIEEEERERAENFABER PO A LM T T
AHEiEnE o
T S AAB B HI SR EE B EDHA
1-[3-3-G-AEAA)VBRARAIRA]- %R REBHRBE A ZE
ERAKX Y HI-2BMH3R)E GG H (FRE) TEA
ERERIBREEARRESHA NB L HE B KRS XHR H3
% B E B E R M -
®  HIR(G-BeROLBIAAMB BN EALEAA R
B R BLATARARAEARZABLBRELIL24RE PH A
%% & M [Rouleau ¥ A % Brit. J. Pharmacol., 2002, 135:383-
392] - A A AR BMHEBIUGHOFLAT » —Ho xR
BT ARMHEMBGYE > BARATHES G-ZEa 2% - HIR
BEERELEIR SV BEEEA DR ARKRETE LT
Moo A AR EEESHRAK B (B F AR
%

(thioperamide) # # # ¥ 3 (ciproxifan))F § L & & # @ &
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HE c  EARBBEGEIBELATRES ST ®E AR
oo IR ATEALRKE RALBRBELREIRME 3
e FiER BHHEHEZT > PRI RER
HasBymBaB et L rY EALREMR -
ég_éﬁ’g‘gg H3 4% %é&/\

1-[3-[3-(4- A X A)RAA]AA)- %R E BB H H3R
MM A b Bz AR BAE AL T ERAARAE S BEE L
HEmp v Em B AM H SR ER4T - X 8 B8 £ X F
@ wirsvrBEDKiHE-

% 8 1-[3-3-G-AAXA)AAXIA K] R EB®R B H H3
EEEXRBRIESRM

K 4T BT R 20N W: R A %8 & 438 H3R*

% % z H3R Ki(Z#% ¥ F)
Ki(E®MEF)

[*H](R) a -MeHA 5.7+0.2 ND

® [PHIN® ¥ X @ & & ND 1.0£0.1

['251)s % ¥ 3% 1440.1 2.4+0.5

(iodoprofan)

[’H](R)a -MeHA: [PH](R)a -F X @a & i - ND: kxR &

%Iﬁﬁ%m‘?f‘?ém ;ﬁﬁ")@ Cé éYBB@cP
HEswgEEng 1-3-3-G-RER)BRAA]A K ]-% =
B oA A H3R L ey Atk A AR RHEZ &% P 8

28 | ®
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9 H3R L % #4 64 -
1-[3-3-(4-REXEA)AARA AR R REB R B L BRER
BLeyEFNR

2 HAR P i vad kB LRl IRBABTL
FRBEERERE (R I

* 9. 1-[3-[3-(4-%%%)%%2&]@%]% REBEBBBAEHLC
MBS B EHE SR PN

® i A8 HIR H2R A% H4R
R PHlmepyr. |[[*SIGTPyS |[IstpzA |PHlfa&iAk 464 Tk
%4 KIBEIT
(iodoamino-
potentidine)
Ki %ICs, |[LI4#EF PIOKEF |~SHEF P>I00HEF

[3S]GTP v S : A 4 & B 3% % 3 /hw &5 [*°SIGTP ¢y S & & -
@ [Himepyr.: £ AR A HEK293 fmje ¥ &0 & @ AR H1 %

2 b ah 44 B oM [PH] £ tb 3 8 (mepyramine)# 6 - # X £ & H2

SB[l AARECITEESRIE -

UK H3 S BARZIRE

BAOA23187 # FH B R X[PHIL £ O H BB R

32 3 Morisset % A % [Nature, 2000, 408, 860-864]# %
1-3-3-4-AFXKX)RAA]AA] R REERBH A XARRE
@ % A %8 H3R(4& 300-400 fmol/mg & & % 2 % # 5 )=z CHO"

: ®
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ta B A B F BB A23187 3l A 2 [PHIGL 4 W 4 B (AA) B K&
ColE A - 3 | T

L REAaBLASLT 0 1-B3-3-G-RARFXE)ARAK]A
£]-kox BEag B (l %EF)EMK 40%2 0 A23187 3]l A& 2
[PHIAA BABEMN R | BWEFREZXZAFALTFFIMBRINZ
ZE)-

EABERBELRL T I-3-3-U-AREXE)ARAKX]A
Al-kw BB B (1 #EF)kD 20% 28 A23187 3l & Z

@ [HIAA Brh(rasf | HRETREZHFE T HMmANR

ey Aa R BE) -

1-[3-[3-U- A XA )R AKX A)- R REBHRE £ R
EHMITOAAXBERALRGE O SR IFHN
[**SIGTPy SA A H3 S B H EH &S ¢

EHE 1-3-B3-G-ARAA)FAR]IAAR]- R REBKR D
#[*®S]IGTPy S B R AR FRA W R RAMEXRAHE HIR 2
CHO m o th B B S ey 4% B & é*/\é'mc o #£ 410 fmol/mg

@® zeodzxRET 1-BB-GARXA)BAA]IARA]- %=

B @B A EAERBYAEREEFE EC, & 1.5£0.1nM
[SIGTPy SHH B M &4 A &K K 25%2 B A& @-1-[3-[3-(4-
AAXAEX)RAAIAAR]- R EBRB I ALLbAE @ BE B AR
MFHEFFAOREF)FFHEZHERAER 1TREA I8
R AX¥HAAER -

£ R EHBH LB ARMAT(000-1100 fmol/mg & & &) °
1-3-B-G-A XA )VBAAX]IA AR R REBEBHBZRBEAMY

30
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ME o 1-[3-3-U-A XA )R A AR A ]-%w B BB (10

nM)% % B4k 22% 2 [*°S]GTPy S 44 B M & 4 » X 2 & A &

kb X 1l B EHFLEFHABHERMRY 16%FE S - B8R 1-
1127

[3-[3-4- A AKX )R ARXR]AR] R REBHBERAKEALHELE S
WA ZEMRZAEXNDG S & 58 E -
s st o 1-[3-[3-Y-AEX)FAXA]R A)-RoT B Bt E

2% 24 H3 ## &Kok & 4 (imetit) 3 # F & 2 [°S]IGTP v S
% % & R A H3R(#1000 fmol/mg & & % )z HEK293 #
@ oI hssc Bk I[B3-B-UGAREA)BAL]IAA]-%

T BB BRTHKNZHRFH HIR 48 # 4% 4 (0.31 nM

)YS

z Kgfg) -

NREI-B-B-GAXA)RAAIAA]- R REBHR B &
A% H3R L2t ECyo E ., R Ko e A A E B T~AIEYH
R ECROR S R WECE
T 6 FLREME L R EFL

EAEFRGBERBASRNAR DR FFH 1-[3-[3-(4-

@ AxA)BAR]IAA]-RxEBHBEBME T O E KA
B o RMIENROERABEAN A K S £ T E (EEG) R 4%
E &y &k B o |
¥k CBRAZHERAAHMBRAEGHHR A (D EHEES
B2 MR EARE R FRBESEF) ok T HFH
1.2 GAERS X R + #) % 47 8 /8 £ [Danober % A 2 Prog.
Neurobio., 1998, 55, 27-57]
A £ 4% B 4 4F (Strasbourg)( £ 4% 3 7 £ &) B F 4 K #
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BMERXKBRX GAERS) Y H R L B A BEH NS HEREE
BAE(K A B E ) 4 s (Wistar) A & # - £ 4% 4 U A
EEG L2 HRR I BRAKXEAR EARKE(T-OMHL)A AR
BB BB TR AAXDSTARGKES > TR TR
THEH 20058880 84E  UHEAHEERE
T ORR AL A B R AP R R E () ko A X BE B (valproate) R T I
B% (ethosuccimide) & & fF # £ ) - £ E T % > 4% 20
TEFEFHRHOBEANANRXA(REARES EEG E4&8) B E& T
® 1-[3-3-4- A X A)RAX]IAA]- R R EBBH B (EBHEBEAN S
EAR20ZA/F)RRBEK(E —4 n=8) £# 4K 60 &
69 EEGeé - £ —BIXBERKAEXA —HBRIER - £ F
BB EBR 20 o8B RAFHEMAGEHRDN - EEG @2 %
B9 B iR 18 3L E (Fourien) R o M E A F B R A B HE A
BERIE(FRFEG )R ZHETEHE 1L -
2.4 ) B ¥ 9 & % [Swinyard % A 2 J. Pharmacol.- Exp.
Ther., 1952, 106, 319-330]
® EEHE BB MY Uk EFE LAY TR GO H
% 80 B LB E 02PN HFHBM)FHBE-B B HHE -
£ 1520 BEEMEE 2% JRAARE WA 4 B %
ERRR/ZBEREY - EAREMBEBRUA-—BRRAERS E
BMAEKEZZ  ARAEAMEKEBUBYEE EEG LB R 4K
BRIk B RAETEH - UERFH2HEHNEREFTELA S
M 4 2R 48 F) 8y R B M 0 3 A% LB M % 4 (AED) ¥ H 0 do B
1% (phenytoin) + % & it 45 & (Phenobarbital) - £ &
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(carbamazepine) ~ X — & °}F &
#x 1-[3-[3-(4-RA X K)A A
B 100 2 /> F)RBRBK - £ 4 2% 60 43 FEH
BRRARE— RENFEGHH K
3.4 R P M4 ik B B (kainate)d B X # ¥ # 4 [Riban %

B e

A 2 J. Pharmacol. Exp. Ther., 2002, 112, 101-111]
RERANDBROFTREE PO EB(E 50 £ P
W 1 nM)F B ek 2RKE > B a 23 B3l aiw
@ BHMHAWEBENF UBHELEZHSOIAFENHE 5 2 20
R)BAFER/IRARGFEFEEETHZIEBEE P LHEHR
BB S EREAKEALFH - EZBEXNFTRKXeSAHAE AED(H
JRBE BB~ BB ~ A A MF - A T 4 & 38 (levetiracetam)) B &
AEG KB BT R R P2 HEYwms HHE -
BEAXERRNRBERA(EA -—RBEABRTFREY Z BB
EHRR)HITAH BEEG- 2R A BLHM AR ALHZ%E
Mt R EEE S ANZ D R(EEG 0ék) A4 EH &4 —
@ uissut e B hrEimED 3Be EEG. # 2 4 20
AeMmEEFuaBIE REFOLABE 1-[3-[3-(4- £
XA)VAEA AR A w2 BB B(EHEBEMN 10 %.20 & %/
NRF)RRBK RFFLEE 60 48 o sliEinds S TS
B(EMmMBEENIHM-—BHED Tz )
I-[3-[3-4- A XA )BA LA A ]k & B B8 B & B M & K
X b o
AR THAM(EBHEBEAR 20 £ 5 /X F)2 % 20 40 &

33 \S}/
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60 428 » I-[3-[3-4-AXEK)BRAKX]A K] % =& i%@%
BHEMFIMM AL GAERS R APTHRARB AKX ERER EHR
MAE - BRBARLEEE RARBRAAIHERYBL 5 &
20 R /2R 2B ETHHKRD 25 & 77% (p<0.05 » 48 #
PR K) -
EARANEREHMBEXTREN AL HREHSEAR -
R Z BB FREZHEEEEY DR P 0 1-[3-[3-(4-
REA)AAA]IA Al R REBHB(EHEBER 10 & %/
@ )MV AERBEZHGE—E 40 HHME N E D EKEE
AR REB(P<OOS  MEN BB K) KBEBNE 20F %/
DR ZEELRDEBKE R ME (L 60 9 485 p<0.05) -
I-[3-3-4RAAXA)RARAIRA - R R E BB B LB
M EEAMY EECGHFEZETHEILAAME U BEH2
B &y e o A 8T
FEHl 7 BB EMAED)® & H 2 X5 % A
B A& 1-[3-[3-(4-REX)FAX]ARA]-%RehEE K & &
@ sEesmmE FUMELRLAEME N (AED) Y % 5 4
B o
FE N B P L 3k # 42 (Rotarod)X 5 9 AED %X & 4 A
?%%aﬁ%mﬁﬁ%@&%lﬂmﬂ¢i$%mi

A)IBRAR]- R REBBEBALER BN EHWARET GABA #
AEHMT B AEARRELLGDER AR P TS E HL X EH

Ao BPfE /R Pe)ie ik s o
Tk I-B3-[3-4-REAX)SAEA]ARA]-%ox B 8B g

34
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B0 EL/~F)- MBQRS ER/A2F) AAEH200 £
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