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3. EH 5a—ZupE-3B,20a - [ SR 5B - ZpE -38,20 B - ZEERIYRERIS LT
9 RN TR IRIT R/ BREEfAR T 3 a - 23k -5 a /B — K[ EEXT GABA-A SZ KT
YER 5IHE I ONS BRSO 254, BT ik 677 B (KT GABA-A SZ K45 PT/E A
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GABA- K EIESFEHLAI R FLIATT ONS EFSRI AR

[0001] AR BHES Ko b5 GABA- 2R FEAHCAT / 8 S I PP 2E 240 (ONS) BEASIRIETT
LRGPy, JoIws SR T4 B R R R G4, F T & Bk v T7 290 i 3%, A
St e HAS ] BR9T T

[0002]  &EHTE 5

[0003] A0 g ZAfoe B T A 25 00 1 2 A4 T T« P ]« o 48 B2 ) mo] PRI K B ST () ME =
R SR Z AR 5 LA S S s — ) % ot S 3 A P F AR 4 — B DA R S A &5 st 5 1)
W%, X /DE— e Eul ] TR LM a5 s KRa b I /EH

[0004]  FEAS HUIE T G715 5 ONS RN 15 1149 2 (] Wt #4 LA7  AAR ALY, 55 3 @ — 12
FEFHEP, 5 a B5 B ALK EE 4k, FITE 17 £7.20 fArek 21 A7 b AR sR IR 5L ]

[0005] & 3a-FRdk -5a /B Lt -20- Wi / FEEk 3o - BRI -5 a /B - HERE -17 Wi / B
(K2 [ B AR SE R v - B IE T (A) 324K (GABA-A) EEHF FIIRF] . '©A715 GABA-A
AR g A FF A L 5 GABA X GABA-A 52 4 FF JEUM 2 F1 TR SL I8 1R) (VR F RAEAEH . %
VE 528 R R AT L2 ER AR L. SR BT IR 2K [ AL & R 45 & 0 S IX I 2RAL &)
I . 3R 1 H2h H BTk GABA 345 789 2 [8] B (1)1 +~ J¢ L ChemicalAbstracts Registry/
Chicago Academy of Science (CAS) %45 .

[0006]  H1 T~ H Al 2 [E B 16 iy 44 7 1 AN 58 4 — 30 PRI AS RV 8 s A FH E L o 3 s A
N 2E A2 (TUPAC) il by ik

[0007] % 1. GABA— 25 [FH % 1) f 4

[0008]

TUPAC- fin %4 CAS %5
3a— R -5 a - Fpi -20- i 516-54-1
3a - Ak -5 B - Zkt —20- i 128-20-1
3a,21- —F3H -5 a - FE —20- [ 567-02-2
3a,21- —BIH -5 B - Bt —20- 567-03-3
3a,11B,17a,21- PYEIL -5 B — k5t —20— Fi 53-02-1

3a,11B8,17a,21- PUEEE -5 a - Fgt 20— i 302-91-0
3a,17a,21- =8I -5a-Z4 -11, 20— 547-77-3
3a,17a,21- =8I 58— 48 —11, 20— 53-05—4

Sa— %k -5a - ik -178 -2 1852-53-5
Sa— I 5B - Mk -17 B - iy -

3a- I -5 a— ke -17- i 53-41-8

3a—- I 5B - Mkt —17- i 53-42-9

[0009]  * V& CAS %'

[0010] i A () — e [ Ll E S AE 29 B 2E R R RS SRR E . A e T]
B AR BUR 2 S AR 2G4 . R (1) — AL & ) 45 B 4 S 50 A I Bl UE S8 LA P A B AR
H o AER Bl B BR300 B IX S E R DT a6, BRI 2B
[0011] & T FRIZEALSWI B ONS AEH], 58 R ML Z 2B L. 2R,
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EANRME RA 58 R R B HZ Rl A A RIEM . WIETE 3 a - F 3k - 22
Bt —20— Bl — [ BB 3« — FRIk — M — 28 ] B A BATE AR X S S ] 15 5 1) B 1tk
CNS AEFH R EERE . FH T 3 @ — FRJk — Zbt — RMAIBEAT 3 o - o2k — MEke — S B2 ™ E
(1% 2 L rp — 1 Ay A iy B2 I SR A B R AR A, AT AR iR R G BT I . I L
S AE ) 28 R S S A 100 T LR 21 LT A e ) B K o A e, g i el 7 e A - S i
AR AR, O T SR INHRE J o A A ] i 0 7 0 A o

[0012] 3 a — FEJE — [ i 5 | [ e

[0013]  FHANUEME 3 a - F2JE 5 a - FMEEEEY 3 a - F5E 5 B - ZE[EBEXT GABA-A SZ 1A 1I4E H
SR B TS A IR R AN B BN 3 a - B -5 a /B - R[E B R R S RE
SN B G F AR B N 32 1, FRAEAE 3 a - R -5 a /B — ZE[E B i 1) i BT 4%
Gk S, @bl EIAECAIN 3 a - F2HE -5 a /B - RS & ONS [&hg, #i& T = 4~n]
REIVE I MLIE :a) EEAEH, b) B ST52, Fl c) MWIVER . XN IR T SCh it — 54
[0014] &) HEEAEH

[0015] CLZHfIN3a— 22 5a /B - HEFEREE L 51 ONS DhRe M sl H3a-12
5 -5 a /B - [ B EBAEH SRR RS EHE R LR 2 S S 12 3 D) RE
BEEAS 2 T BE IRIX Sr I 5 FUAK R A 28 T I 555K L B SN FIATR , axX AL H 48T
FE SSRGS AT SR A ME RN /D AR VBRI B o X 8 B4 Y S s ] 23 oA B A
FRIRAE FH 512 3 D el i s XA R T RE IQZ RN 2% ST s /N R VB4R s & RT 4R &1 5
TR 5 IR SR BIVIERE B s X R I acE .

[o016]  b) My 52 Mk

[0017]  FFERIKI (M B R 3« — FR5E -5 a /B - R[EHEE T3 GABA-A 21K R40 Kk A= Dy el
WG o 52 PR A Jie , I HL BT i 52 P A2 i 2% 350K 03Uk v 0 S b IR ) 2k 4 5 A
[ — AN FE A I RIAERT B . 3 o — B3 -5 a /B — [ K 18 H Ll UE 52 2 1 i 25 W i
R E . X— B LR KBRS . 1245 N IELU PR E 2ok B IRE (fE
KW R 3 a - F2FE -5 a /B — FE[E WIS vl F Y5 FHPEAIC GABA DRE ;7E PMS I [R] PRAIC A
TR M 3 a - FRk -5 B - R EEURE s MK 15T

[0018] ) JRITAEIR

[0019]  FREE(HEHEI R ZEE 3 a — FBIE -5 a /B - KR[E I S BUL P 58 48 11 &k Ak W
TEH . 28— AR T, E ARG R AR AEAT Z 0], M N SRk 3a - B3 5 a/
B-REBEHWIH . XMRBIIM BB RAEEE G (PG ), YH R EK 3a- 52
o -ba /B - REBETWIG. ERIEIKH B S AN AZEAH RIELSR, il an, TAEA KM
NP R AW . AE AR SN, B LR 3 a - B0k -5 a /B — FK[EEE. JiXFpsy
ARG FH TN, BT IR T R R AR

[0020] A2 I I G 2 M) (1% 99 i I A1) A2 Je S A 0 5 b Ack 5 A 9 e AE K 2 2 S
R AAEAT S IR TR RTINS o SX BRI R AR RR A« H iR 7. HA 76 5 H &40k
(ISR 5 AR DR I SRR = Jo I 28 20 o ARRLIRE RN T A FH 28 [ et ik 32
WHE by 1 i 2 24 FH 48 28 i 2 2 AR 7 BOYR 7 IR, 2R [ B v6 97 J8RE T FNAE L &
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FARHT /MR S R B o ML B i S 1 A R R

[0021]  y — & T8 (GABA) i il ik o | e (P

[0022]  GABA H £ i s RIEAE —E 15 &0 B U A7 S FAIZ B . GABA Fy i & 7 Ak
PN RN 2 S MR A2 DR o IX A2 I PRAH SR I, Rl AR A o R RS DL, AT GABA
(Ve A w1, I H BRI 102 BERG IR 70 & o SR, WAL GABA F5 04 FH KB, A i
AR SE ISR, 0, T8I G AR R . BRI, S AR R 1 EL A e BH BT GABA SIS B 15 3 4%
-5 DT, A EIRE AT 4E GABA-A 524K A0 5400 GABA 35 1 50 B I A 20 P YR A 52 4= B
GABA-A Z AR I FEHURIAE 7 B 2L

[0023] AU B RSN A T £ 45 B0 GABA | S A F (14 ORI HoAth 5= B2 52 mi) GABA-A 3244 |
GABA 5 [ A FH 14005 o i e E FH AR B 42, 948 GABA 2R B i /E S Hif) e H e
UL T A & BB R 5T GABA H BAEH .

[0024]  TRAE, FI/RPCUFERICH (AD) FHER LV N4 (MCT) HI¥R Y7 e Im %A LI, WA T
B 5 ALY o GABA SZ AR EN RIS AT GABA S [AIEE 2K — L 3 A AE 1 R 32 02 7 |
SN2 GABA-A SZ AR R I X 55 52 AD 5200 L 5 18 GABA-A 2 AA&AE & AD I MCT HHyB7E K697
AR HH R RIZ GABA SZARIEBIFIAA B, K i sh S DU 7 99 GABA-A 24K ()
DhRE. TE2F JHCIZB iR b, GABA A REFEHURIF GABA #5517 4 Bon iR R B
Jo AZERTIE, AR R A 50 2 PH T BCAR [FIAE 5 AR I R PRI, 5 82— Pl 20 f a1 P
W35 (Maubach, K. , GABA-A 52 AR MF R e e MR R 955857, Curr. Drug Targets CNS Neurol
Disord. 2003 (2) 233-239) . HLA W WA IE o) i /N B B A RAEH, JF /2
A O] BT R AR T R 4 o

MBEREAK

[0025] 48 A & BN F 1, 8 B0 22 BT 1 R 2 T 2 45 1k 10 1) GABA S5S [ Jit A FH B8 3= B 7l
GABA-A 321 I GABA 1E I (P [E 24 5t o IRAT HE AR T A GABA S AR FH ) 1 A%
Ro

[0026] Prince fll Simmons ( f£2 253 2%, Vol. 32, no. 1, pp. 59-63, 1993) 4 H T 4 A i,
4 10 PR P 2 ) RIS Y o A I 5 2R R 70 L, VR 38 M 4 6 2R 28 3 3H- LR PO 7
YE g 25 [ BEEAE R AR R 53R GABA-A 52 AR K 5 o 12 B0 4 FHAE GABA-A 52 (A7 A 15 1 F8 7 o
7E GABA- JUIBC, SUAHVE Y (ENZ) 256 R fTaUES 1 & 2 A R B AR AN E 191 HARE
WS G IMCR B SE T GABA- 2 MRyl & 0 B GABA-A SZAAHLEE IR IUEHR « 5
B E N mENEH .

[0027]  PradA%.0oin] 8, B2 A5 7E ENZ- 456 OB AP 40 f X Ay Pk 2 TRAFAE R R AN
I HAZS B A BEI FNZ- 45 & 1 45 A5 3. FNZ- 4560 7 o028 sl g & v A ez It
ANE RS ML TE B GABA-A /- SIS Il B R B A UL .

[0028]  AxHTFi 1 GABA-A SZ AR JLAN ST, Brad W A Wl 2 5 77 X4 & o A BRI
T, LRl 2 SR TR A o 3 TN ] B 5 | S B R K40 5 TBPS (AU T 2 3R %
B AU L £ —t-butylbicyclo—phosphorothionate) &f& fI4E HIAE KM AIAS [A] X2 A —
FEfS o Fi8k, U TBPS 1456 BEMEPE K BRI FERAE AL . 2 dRiX 4 55 4 i A S i i
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fE Prince Fl Simmons ( _EI& ) BFFTH S A RHEME R B S E3%A R IR
[0020]  U.S.5,232,917 (Bolger % N ) 1 U.S. 5,939,545 (Upasani %6 N ) A T F £
3a - AR Y, XL R K GABA-A SZ RIS BT o #r) il Ui, XL LR EE Th A
Ba-FFk-5a /B - RKMEEEHIR " EEEMER . FTATEND GABA-A 32 A 5 7 i S [l 5 2 A7
FHIF IR, BI—AN 3 a = FRIEEE R o AEIXLETCAF 4 S 3 o — FRFESE [WEAN AR R ouf B, H
PAUE A 3 a — FREE R M B Re AR 0 . HURAT 3 a — BB E5 M0 S [0 e AN AT GABA-A 32 441
AR o AEPTH s R GABA-A 2 A AE ) 1, iR [ B 2 AT 3 o - FREEEE M
[0030]  W099/45931 (B & ckstr &m & Wang) A FF T — iRy i 2 [l B i HE BUAE L, dr & o
3B - Ik -5 a — bt —20— M, {H R T A 3 B - BRI B A L B .
[0031] B KH Wang 28 A (Wang M. D. ,Bdckstrdm T. FlLandgren (2000) The inhibitory
effects of allopregnanolone and pregnhanolone on thepopulation spike, evoked in
the rat hippocampal CAl stratum pyramidalein vitro, can be blocked selectively
by epiallopregnanolone, Acta PhysiolScand169,333-341) AT 3B - Ha -4
Bt —20— Wi Xf 3a -} H -5 a /B - At —20- MRS PUAER . fEZCED, I8 T 38 -
5t -5 a - Akt 20— WX PR 3 a - Fdk -5 a / B - ZEEIEERI ERCHETSDIER .
[0032]  W003/059357 (& ckstr & m <5 N ) 22JT T {E NS BEAGHIG 7 Hh 22t IS A i ) 2
IR KA RN GABA 2R ¥ B A FH 506 GABA A BV H AT B .
[0033] [ Wang Z¢ A (Mingde Wang. Yejun He. Lawrence N.Eisenman. Christopher
Fields.Chun-Min Zeng.Ann Benz.Tao Fu.ErikZorumski. Joe Henry Steinbach.Douglas
F. Covey. CharlesF. Zorumski.fl Steven Mennerick. 3B — FIEZ 452 [f] i fd 22045 T Wi i
R ERFE GABAA SZIAFEPIH . MBI HITI, May 1, 2002, 22 (9) :3366-3375) ATF T 3B FK[
BE WA GABA H B PERTRAEH] o AEIZSCE D, R A T GABA-A SZ MR H) f5 K ¥ Y GABA
SIS, BEE i 3 B - BRI A R [E e RE 0] GABA H SER . B2 LilkEE 38 - I Auht
[ e A I GABA 455 i) iy U BS T UR 0 i) GABA 2K [ A L, O HLBA R IR AR S 7]
AR AT 0] GABA A B 1EA .
[0034]  H AiIIA T E T A A B GABA FPHIAE FH ) 3 a — 25k — ke 28 [ BEAE FH i)y
MRS BRI T4 GABA 1E BB A FE BT, S W) B SR AL A 382 bt 22 4 R B 24 2
FHEY, S EsRILE H T A2 ERT B2 IR
[0035]  [AITT A< W —4~ B IAE T %58 IR A GABA- SK[H B B H AT GABA A5 1
H o> A PR R R S R BELO 7, O T3 H A S BVR T S GR AR BCPIBT L 2 A SC AT/ B
H S 1 5 | A ) ONS B )T R 2 M7 1%
[0036] it b LA Ui BH A5 S Tl A5 R ASUR SR A, AN T AR 53 AT RV RE A B A —
A 5 A SRR TS 5 B AR
[0037] K HIMEIR
[0038] A BH NJKERAE 3B A7 IREE T A7 AR, H 5 AME 20 frA R 2R 12K A
B G, BA S NGTRHITE R 3 a — 3258 — Zde — S WA F B 20 BELIg 77 1) Zh &g, (H
Pt GABA A 5 75 1 5l R R AR g FEp A/ iR 97 B R 1 Bfy o Bl [ B2 155 11 ONS
SRS FRIVE T BN H o
[0030] 1y H., A& B ATy I B, £ 3 ALEAE 3,20 A1 21 £7 KA Z IR IR 1 1 4 e 2 [l
6
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B, Befl 2 A0 GABA B £ 4T GABA /T A B Fim ENEH o BRI, HrE A 167 P i
H BN sl A/ sia 7 Horh GABA DyRE H B 4 ik FE RIER IR E , AR AR 2K ¢ BR PO e
SR

[0040] AR B AFRHPY (4) Phib& 4, SR I H X GABA /E H FR S BU/EA, B2 RA
Pr3a-F2% -5a /B - KEEE (GABA- R FE ) 1EH B8 E/E/H, H T 3B G 7 5 250
B A K B [ 75 5 10 ONS B A A Tl & FH T2 B 259, tr & 8 5 a — 42558 -3 8,
20B- "l 5B -Zu e -3B8,20a - " 5a- 238,200 582k 38,
208 - g (WK 2) .

[0041] K 2. fEACKR BRI, BLEHEBL 3 a — FRFE -5 a — ZEgr 20— Hi{i 50 GABA &
() 0 iR, 4 B AR GABA 45 BTAE RN 3B — F23E -5 a /B — s [ 1) H 456
[0042]

v 7 i A R

5a- %kt -3B8,208 - " |UCI011

5B - Z4 -3B8,20a - i |UC1013

5a -4 -38,20a - . |UC1019

58— %kt -3B,20B8 - |UC1020

[0043] " iR Bk B Steraloids 247, USA F1 Sigma AL22 207 o
[0044]  [bAL, ARSI AFRH T (10) FbE4, 2L H BT GABA /R ES A F5HiAE T, T
TR A/ BE ST 1 GABA b B 0 AR ()3 i LA A b g5 5 1) ONS B, A T+l & FH T1%
H 259, fr 40 5 a — %t -3 B — T —20- Wi ZRIER 55 B — 42%5¢ -3 B — iF —20— fii ;5 B — 4%
YE-38,21- " 20— ;5a - Z%E 38,208 - ¥ 3- ZFRIE 5B - A4 -38,208 -
B 3— LFRME ;5 a— Z2f¢ —3B,20a — ¥ 3- LW HE ;5a— Z4fE -3B,208 - i LR
fig 68— 24t -3B,20a - "W LTRIE ;5B - 2%t 38,208 - i — LR NG ;58 - 4
ft -3 B ,21- —FE -20- i 21 LRME (WK 3) .

[0045]  ARBH—AT7 12 ERAGEWE BT 3 a - FRdk - Akt — FS[E EEAE F R GABA {E
FH IR A BT (3697 P o T L, AR AR 5 N B B IR 22 sk A 0 22 , 3R U0 T 254
i IRIIX LL) 5L, Y6097 22 PR e 1 5 2K [l B OGBS [ 75 3 1 ONS RS N AE YR T 7

I H

[0046] K 3. A EHIIA] B & GABA S HTER 38 —F23E 5a /B — Zope R A EE ] H

B

[0047]
LT I
1)ba -4t -3 B — i —20— i LR M UC1012
2)5 B — g -3 B - it —20— [ Uc1014
3)5 B -2t -3B,21- i —20- fi UC1015
4)5a -k -3B,208 - i 3- LIRME UC1021
5)5B - Z%t -3B,20 B - —.fiE 3- LIRS UC1022
6)5a— FfE -3 B ,20 a — i 3- L BTG UC1023
b a— 244 -3B,208 - . ZFRlE UC1024
8)5 B — 2kt 38,20 a — . L FRAS UC1025
9)5B - ZE 38,20 B - —E . L RE UC1026
10)5 8 — 4% -3 8 , 21— i —20- Wil 21 L FRAEE  |UC1030

7
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[0048] " ATiRY Bk H Steraloids 247, USA FI Sigma tL22 287 o

[0049]  ff Kl fejid

[0050] A/ BHAEAE T [ R HE IR A b SE R4 B vk B, 7E 05 I NRHE UL BRI 1. FErp
[0051] I %7, 4 Xenopus lavies JPEFANME A RIA EZ GABA 524F (a1, B2, v 2L)
W, K GABA - A FUiaE (30w M GABA) Fil 3 a — F3E -5 a — ZE —20- i H 51
GABA A\ 3 (1) 5025 T~ U s D) 2 TR) ) 0% 2R o AR it Ay = 5 bm i, (HE , 52 AHK
M5 B TR 2 M3 b BAKNS X) R ER TIH 3 a- 5 -5 a - 425458 20— i
(3uM) FrHGos K GABA (B M) [V 2R B BEFEHIR. AR A (o) R ER T 6 B
GABA T (30 u M) Fl 3 a — F23E -5 a — Zof5e —20— Wil (3 M) AR K] GABA S AV [y 2K [F i 45 bt
7l

[0052] ] 2 &R, {F Xenopus lavies GPERA I rP R IA K FE L GABA 524k (a1, B2, v 2L)
W, 3 a - R -5 a - ZE —20- FEIEERAT GABA A 3 EE T E PIHIER . 51E15 B b
KR ER B fimicros sacs 1 3 a - }ik -5 a — Zf5g —20~ Bl 5511 GABA /SR B T4
U AIvE 2 R R o Bl s > i deid, a4 Bon T4 2 0 3 Hr,

[0053]  RHEHFIA

[0054]  FERUIAA A BRI, T 22 FRAF ()52, PR R AR R B R0 [ £l BT BRSO 2 S N LA 55
YIFT BRE , 70 A FH B AT SO TR R 73 1) St 7 48, i ANAE T PR

[0055]  JUHLTE B fi 1 2, 78 A Ui B 15 0 oy BRI 2k H P A i s o L« —” «“—
R 27 WHEAFE B EHRA, BRAEAR ST A A RUE .

[0056]  7E T~ [ [ , W AE “ [ B A SC IR e ™ Hh AR« 55 S [ B Ay DG 1K L ph 28
[ g 3 1 RS, R 2R AR T AR R G =R RERALE ca) HEAEA,
b) SN2, ¢) WWHER . ZRAERIF] T O AE b gy Y, (HIX 2845 1 1 I SRR L EE, 1
AN AARE A PR Tl AR R BH

[0057]  ARiE “PHWT” (K S, — PP 3 a - 323 -5 a / B — K [EEEVE T GABA-A 324k
IVER o 5 EEREMRA A2, « PELIT” A& — P 5 U7 sl )" s IARE S A FRMER, X
LRI R AE FAAE R AR, FUR DU /D R B BRI B R AT

[0058]  ARIBE“HEHIA” B IEAL, —FIRERENS 5 — R R R 5 | R AE I . AEA
HA 3 HP (] B A R TE S PR BELT 77 o

[0059]  RiE “AWH &M AF L X BAEITA & A 20 —Phis Y R AT 18 r 2k
MRk A E 2] A S Y. RiE “HMAEaw” WasE—AaY, &A UTED
Sl T 25T SNAFAE FIIE YR 0, A 2524 n] 252 3h B BR SR RS . AR5 2582 I 2 AL 51
il 2% 5 TS A R A TR 2 A R AN B SR

[o060]  FHIL)™ SUAF R ARIE “45 257 FH“2h 2577 7 UL R “eh 2538427 RRAMZMAEY)
A[IE I 2 FIRIREE 2, 25 248 R B R SR T B4 B 25 WA Bl A P YA T T IR RE
XA [E] (28 25 05 2, W (BIAe Bz ik B2525 ) LR (AR IR A 25 R0 1) & P Ak I 4
R B A 2 )  OIRE B AN AEE BT IR TE S 24

[0061] 13k ZH 549 0 i) 7] FRY i 28 208 A2 o) 245 AR i) 50 ST R AR N B #R N ), 1 HL AT DA,
H AR A S5 .

[0062] A ANA AW HIIE 7R, 75 3 B A1 SUEELARRN 20 LA SR BE (S [ i /E 242 1 1E

8
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"B RS B m] B O R, BEAEAR AN 3 o - 23k -5 a /B — K[ A, {BX] GABA A
SAE A RIS PUER IR T 3 a - 5258 -5 a / B — R [E BE AR AE H I & J2, (H
XI GABA H EHMER A BAKIAER « 18 T 3 a -85 -5 a / B — ZR[H FEAE ONS FEh 1) & & H (1)
MUEEVERFN 3B - 520k -5 a /B - Zpeak 3B - MR -5 a / 8 5 kit / Bl RS 3 a - £
5 -5 a /B - RERAH EAEHMERVIE. AW+ WL 2.

[0063]  Yi4b, AR B AA ANZIRHLIGHE 7R, 4 3 AL R / 8 3,20 Fl 21 {7 LER BRI A 128
[l Pt 7 24 2% b B RSB m] B 50N, B I 7E GABA /- B HISE Tl E i
GABA H B 1EM . P, 3X L6248 [ f n] VR V87 W) BN FH i hE R LSy F / BRIA YT A& GABA Iy
REA B i 2 U B0 SIS AERUR SO BRI P —FE o ZAL S+ W.3& 3.

[0064] AW KPTATE 3 B A& A S AL IR 1) 2 72 2k Blh IR s 22k [ SR [T B, 1 20 A7 FY
FRIEWRE R, 250U HAER 2 I 3 B - RS - Zd 20~ FERIEE . ARHAER, X
SR B R A BRI REBHWT 3 « — 3 -5 a / B — Zufg — ZEIE BN P22 224 (CNS) FOfE
HBIRD 520 GABA H SHER . A ANZI R, FIRTH 3 a - 33 - 2kt — R B 2 4%
P 3B - FFL - Hude - B[E VG TY, MHIAC B L AE Xenopus  lavies B ERA o EEZH £ IE
%) GABA-A SZ AR HH 3 a — FR3E — A2t — SR [E 5 T i SR U, (E0) H 2 GABA 5 3 1
AE T ER IR,

[0065] AR BRI — LA, 3B - BRI -5 a /B — Z2hE 20— B — S B, RF il 42 5 a — 44
%t -3B,208- " EELB -4 BE 38,200 - " EE.5a - FgE 38,200 - .58 2
Ft -3 8,20 B — FE, WA MG DT 3 a - BRI -5 a /B - ZkE - S[E XS GABA-A SZ AR
FTVEH S (X GABA-A SZ AR 1) GABA 35 PR 52 M FE BEARAIK o e ) BN p A2, el B BT 2 7 2 B 2
A P 25 0 B PR S R SR AR 1Y

[o066]  [AI Ik A% & BH 2 Ji (10580 I 0 A ANz Bl bk IR 2, Bk 3B - Ha /B4
ot —20— i — 2 [ BE AE 25 3 2 F AR B 2R T 2 R 26 24, v LA 3a - 2K Ha /B -2
Jot. — 2 [i] P 0 5 1 BEL DT GABA— 33 11 388 B4 1) 3, i 8 BR AN B /N = 1) X GABA /R 1R
o

[0067] A B i HL At B (19 R0 A ARz I b R I, 7 3220 A1 21 A B £ R s 2 A 1)
3B-JRdk ba/B-Ffr - FME B, FEAl A2 ba—Fkt 3B - FF -20- fli LRI ;Ha— 4
Ft-3B,20B8 - ¥ 3- LFREE ;58 - Z4E 38,208 - FE3- LR HE 5a- 2kt 38,
20 a — i 3- ZBElE 5o — bt -3 ,20 B - I ZFREE ;5B - 246t -3B,20a -
LIREE 5B -kt 38,208 - B " LMRER ;5B - 44t 3B, 21— 20— i 21- L&
B sFH—48 3B -5 B — JE[A[ [, Fr 2 5 B — 42%¢ -3 B — [ —20— M Al 58 - 424t -38 ,21- —
fit =20 M, BE B4 FOFDHITE GABA-A 52 {& [ B #2 GABA Mo eI s, bk BT 2
FE 2 P2 F N AR P20 B IR B RIS BT

[0068]  GABA-A 7 {&J&—Fh & B F il i, GABA-A 2 {4 it i 4 18 1 505 T R AT A
AR o ARSI EN T A2, 75 GABA-A S2ARFT I, R B R 0SS I\ 8 JH s R i 4 ) o
SRR [FIAE AT A2, JUE TN S GABA-A 2S5 ik R ER A
Ko

[0069] K 4R ELLL ZBRITE AR b PR B BB A A TR . R

7, 1A P E T IX LAY ATIE- o KT GABA-A S22 , FEAE R (19 K38 73 A 45
9
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YERL o ERLE, GABA AR FH 1 56 4 BELWT 77 A2 S 56 1, O BT e 5 AR KS AR AN iR o A EE 4590
3a—-FRFk -5 a /B -kt - KM BN, AL R EX BT 3 a - F2EE -5 a /B — Ak — K[
e I HILASE ST GABA H S AERI B 5t. R, 1500 A2 2490 B3 XL A B GABA | B33 E
1S B H R GABA A Z2 i FE UG I, D012k S IN H: KRB % GABA [ 51 4E FIVE RIS B 7). H2
U X H IS B 76 4 PELIET GABA-A 3244, WIAtAT ]2 fE 16 F o
[0070] I, DRLESANAS A B oh T il & 23 F5 BT ) o
[0071] W1 IRV, HIF £ 5 3a - Jdk -5 a /B — Zobt — R B X RIRERANE e, BHL
Wi 3 a - 525k -5 a /B — Ak — R EEAE HDR & —Fa T e i 7. AR B NIRAE
ilig AT H Tz BT A H A BT
[0072]  BBAN, 4741 GABA-A 485 i B R B0 ¢ BRER, JFAT GABA 1R I F % 73 BEL BT 371)
AR TR IR . A R N IRAE 3 ] FH T80 70 FELIST GABA 1R FI A FH ) JBURI 7 2
[0073]  {F Prince Fll Simmons ( IR ) FrdliE B scse TAE P T 3R SE &0 M. AR
IMTAE R W 5T S FNZ- S5, A RER AR RV E R 2 AR RN M35 PE IS . Prince F
Simmons FEARATTRIIS SC P A A IE fe AT G T 28 [ B2 45 S A7 s iR 1R DL R
UER7 ST AR e IXANE T I, HAE BT 5L AR SRR T A U D 2 [ R LS P BRI &5 S
B o AATIAST HY HOCH B &5 10 AU A ADAT] AR S50 B TE RIS 45 H Y ] BEFK) 4510 A2 , S [ 1
A2 FNZ 4561 5 FNZ E A KR M Prince M Simmons Y45 R 10
V24 HE O PR 220 T B AR T A E T e
[0074] AR NA ANIZIEEHE 7R, 255 Ll a A a] A 2K 3B - Ik Ha /B4
Bt —20- BE - R [H B, FE M & ba- ke 38,208 - “FE 5B - A hE 38,200 - F,
Sa—Zfit-3B,20a - 5B -kt -38,20 B - FE, WL FEMERAN 3« - A B a/
B — K[ AVE AT, ATTPEIT T 3 a — F23k -5 a / B — R W () VR A B R (B BLA 1)
(K] GABA S THIVE F o A< B A4 NSRRI 7 T, 2427 bl B R0 S o ] T 30) 2 FR 7 3,20
8 21 AL HA CIREEFEA R 3 B - F20E -5 a / B — Zde — JR[E L A2 GABA A FH 138 23 FELIT 571,
FAE 5 a - ZpE -3 B - [ —20- Fi LFERNE 55 a - ZfE -3 8,20 B - i 3- LFRMEE ;58 - 4
ft-3B,20B8- 13- LMRER;ha—Z%E -3B,20a - i 3- ZRAER5a - Akt 38,
208 - " " LIREE ;5B - -38,20a - TEE T LRI 58 - #4¢-3B,20B8 - "FE &
FEHE 5 B — bt -3 B, 21- —EFE-20- ] 21- LBRNE s FI—2L 3 B -5 B — S [EI B, K /2 5 B -4
Bt -3 B — I 20— HAAI 5 B8 - Fbt -3 8,21 ¥ —20- [,
[0075] AR AME T H 3a- I -5 a /B - RMEEEF GABA A< 5 5 | A I AE IAE AL
W, fEARMSPRAE T 3a- 523 -5 a /B - E[E M@ =R GRIIALEE S & CNS [EhG,
=R RERIMLEE N a) HEAEH, b) W2 o) MW{EH . A e 2R TF T, H GABA it
FERIBOR i 2% 58 40 08 GABA-A A ZR IIAILEE, I HARAL B DhBe 2 104280 % 2T 68 07, AT
R AEAEAT BT SR YR M ER PR RE 7 o
[0076]  LL & SGHT A FF IR B, Wi Bolger %5 A, U.S. & No. 5, 232,917 Fl Upasani %
N, U.S. LR No. 5,939, 545, Rl & A {E & A b 1 % 76 AH 5 B BF % SC#k P (Lan N.C.,
Gee K.W., Bolger M.B.&Chen J.S. (1991), Differentical responses of expressed
recombinant human gamma—aminobutyric acidA receptors to neurosteroids. Journal
ofNeurochemistry,57(5) :1818-1821), 7a JF i AR AT 1 4y GABA-A 32 4K 1 75 51 ¥ 3B - F¢
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B-ba/B-Zpt - KEEL.

[0077] Rl VR AR BRI — R T, AR B NHR AL T REFHIET 3 a — JR 2k — ke — SR [T
X GABA-A SZAKIAE FHAEAS & GABA 1B AL 2L, FUXT GABA 1B FH 130 73 55177 o
[0078] AR — AT — PG AW, J 5 BERHIWT 3 « — FR3E — Zbt — S [H
TS GABA-A SZARVEH 4L &4, B GABA 1E I 3 2y BELIT 7). ARIE Bz &9 (3K 2.3)
DLTE BT (AN 24 25 ] 8252 2R T A7 A6, BpLiEah k.

[0079] AR 5 — AT AR IR YT/ BT NS 83 1 55 2 [ A O 11 ONS B AS IR
W7, s 7 R B3 2 /b —PhReBANT 3 « - F2HE — Zoke — [ X A2 GABA-A 3214
EHBIM G . R FTRILEWAE 38 (L RAS MK, SR UL B R IR B, JF A
20 I AFAERRFEE A . BALERI TR GIE B3R 2 RS, shoh, AFF T HIT R/
BT N 155 GABA-A 52 A ML sk B A D% 119 ONS RERS16 H  v2:, Hoh s 7 Bk
BRI A GABA-A SZARAE FH REEE 7 BT GABA 4L &4 SALERL AL B K
3 FTHN I B4 o LI BT IR A4 UIE B IR 25 24 ] B 2 3 i T AT, SEAR e 2k 7 X
.

[0080]  ARIEAKEH, ik 2/ b—FiiL AP B UL N A A @t i — M 2 5k g
K BB G EME Y B NS 2 R AR IRGS 25 WRIE— AL S2E 7 %,
ik 22 /b — PR [E R HR K N 25 2. AR 7 — MR B St 7 &, Bk B/ b —Fh S [E R 2
SEY.,

[0081]  fLIEMIZ B25 20 je — Pl A5 S R 8, (R IL4R 48 T fay s AR e B RG24 A
Mo ARG 2 HA RV BT B SRE 6 SR AN BN 4 1A T BT B R R R
29T I B IR AR o ARTE YR RN HFR PR A FEAE R 2 W Bh sld i ]
% 0 LA BB T, B0 AT R Ie R B SRR P DU, SR XA/ i R A
H DAY, B S B R — N

[0082] {5 FH Fic. i) i 7L 5 ~ 8 B AR 9k 7 PRI A2 JB» B0 LA 0 3 R TS PRI R 2 245 0 Wi 3 B X 1) 8 e
Yy, M RERI S 255 5, HFEIAEIE & ARG 2. LT BT B 3RS 25 194 5t iE A
T2 B 45 24, RN B AR o5 A2, G A S B B, 25 25 R85 G P Lk, Wl i R 2k 2
5o

[0083]  {EixX4LEy HAth (145 238 2 T, 20 A0 00 500 T AR AR A st b AN 572 5 A8 FH 2
IR L7 1) 24 B R O RO 3, AR IE T 1 AT I 12 1 AL 2 T AP AE B 22
DA% 38 ‘B PRV 70 R T 711 o

[0084] & HIATE FH 0 FH 101 R 25 IR0l 0 R T2 570 2 491 M 70 7] o V7 5 — SR AR B L
BT . S ARE S AR AT e 5 I TR R L M AT R

[00851 5 RIASE FHT 1 7k ik P 4 243 1% B 70 R R 2 300 A2 4010 4 I W 56 FH K (WP D) S TG B 2 1P
(BIUE AR SR 2 pHT. 4) « 8 VTR IR RV TR 5%

[0086] 5 MU FH 108 iz 25 247 (1) i ) R T2 551 A2 48] At L bR S 8 PR A s v 7K 55
[0087]  FRIERFAKHE 25 25 19 77 2 TR T BRSS9 9 B BE IR S BB TR I ) AR S L (R
g BEROL, AILAR T B IR, (VAT BRI VPAL VR RAE R AR AL . ARPE AR B, 24 ik 22 /b
— S R K P 25 2, I B X AR AT IREZ) 0. 2 2 200mg, LR A JTARE 0. 2
% 2,2 % 10,10 £ 20,20 & 40,40 % 80,80 % 120,120 % 160, £l 160 £ 200mg. {EFY)EK
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PRSI 9T 7 DI R DK PR 25 25 DX TR B 4 T 7R 4 20 2 100mgo

[oo88]  ILAtheh 24 75 A I AH R X [A) AT LAZR 55 (1) H AR USCE AR N v 54 Y, 3R Hoan 2R

7, W I A P B A S 58 B PR AT B R ST SR IE .

[0089] AN BH ) ANSE It 7 FE A2 16T 5 FR I A DG (MBS [T 55 3 1Y) ONS R Ay, Rl 2

SRTER AR 7, Horpod i 25 7 & /b — A B A 51, BEL A T 52 1 14 R FE AR i T

GABA-A SZ R IR i) S o 3% PG 7 15 5 GABA-A 22 45 IR ME , FE30 )76 12 4 30 v R A

WARIRIE. 16K A TR, GABA-A 52 (RTER MM Sl vA 7 B R AR T B0 . iR AR K

B, 3B - %k -5 a /B — Zufst — KR 3 B - WRMRREHE -5 o / 6 5- k5 / Zodds — K[

Y97 T CABH (1R 32 2 ) 2 e, FE DR BEAS 2 3 o — 32358 5 a / B — [ T g i ) o A ik b 4

o

[0090] i 32 Tk F J FE B 4 BAARC P VR 7= A 1 GABA-A M BR ) R W 3a - 23k 5 a - 22

Je —20- F B R EABURME . PR, SR AR T 2R A R IR A, R

3a - FRHk -5 a— kit - RMEEE G A RMEN . fE NI RIL TR O, 75 28 B B4 1k

7 AR S AN A, 20 3 i S e AR A VRS I

[0091] A BH 1) 55 — AN Sl 77 ZEAH N IR, 18 ik 25 7 2 /b — A ke BRI 0 50K R 97 BT

BT 52 1 P A R/ SO TREIR 14 ¥

[0092] AR BHBE— 0 K— PR TR TR/ SCFRT Ok A 1 5 2 A DK ) B

HRIE S SO GRS T W Z TG TR ER D 3B -RE Ha/B- 4

Bt —20- B - K[ EE. PR B S ILE AR 2 PRI RE R . PridiEYmitit

(10 AT B IR RH 2 2 ] 42 52 sh i T A8 ekt R i e XA

[0093] JEE LGB WLL T (KNG 2 A8 EEWE 2 FHIENE 2.4

R s 2RI T IRES 24

[0094]  {EIGYT 2 Pl ONS BERGRE A BURRIEFIE HIN, G 80 &P 8 2 g S & 9 EAR

EFRIK NG 2

[0095] AR A% K BH 3 B 1 F Tk PN 45 245551 1 DX ()2 B A TR B2 0. 2 224 200mg, fLik &F

AT 0.2 2,2 % 10,10 3 20,20 3 40,40 £ 80, 80 £ 120, 120 &= 160, F1 160 F* 200mg.

BALIEZ) 20 245 100mg/kg.

[0096] 41 L BTIA, Z0-G 4 HIFRI T 4 (E 5 (1 25 322 R o s 32 . Shah, R 2 ki 45

21877 2R TT R PR IIE B S R BB M S L SRS L PR SR RETR 2o, AL A T R

[RERI 2%, AT BRI PP Al 7 B AH R AR AL

[0097]  BbAb, AR BHALRE M H T3R5 F / SCFBH A2 8 3 1 5 R T A o i) e ] T

V5 18] ONS Bl (1) 77325, WRAR 1% 515, 45 T ik A 8 24 BHL 2 R A L 2% m] 9 52 J 3 o 1) — o

BREZF 3B - R Ha /B - Zpr —20- FE - KMERE (WK 2) . R KEEALAILLE B

K2 RIFRIEEE. AR B YAk DS B R 2 25 T ez 2 i o008, S i 2k i

AL

[0098] [ 3a -2k -5 a /B — F[EIEE EFEAEH 3 BURPE R AR IE F6] A a4 il

T RENG 2 2] WG 12 3 DY RERGAS SRl B 135 D006 B4y () 5 ZU KR 1 28 T Al Rk

Ty R RN, 1K LeH] 2 28 A 255 MR /> A AR A 1) = BEREAR

[0099] LM (F5TFR) 88 3a - FIE -5 a / B - REFE G 52 MK B S EWIE
12
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AR » 191 20, Fs 7 8800 T 0 8 mh IR K 5 P g s8] 4 Jo S 5 1009 0 g 8 v R e B
MR NG IR R RIS o 3 a — gk =5 a / B — SR[EIBE I ot 25K . AR A K
W, il s 7 RE R D P 3B - I -5 a /B - Fft —20- ¥ - SR I, W TIPS S BR Ty
IRLEPPIE SR . AR R B 0L A3 2 FPIRSRIE R . Bt Al & W i P2 (1 L& B
RN 24 22 ] e a2 2 iR SXAE AT, B i a9 kit 7 A A

[0100]  FEEAHEINT (M) B H7 3 a — FR5E 5 a /B — [ HE 5 350 2 e ¢ 110 R A2 ik T 1
FY o XA G e AEAEAT A 010 21 7 Wy ey O SRS AR 3 o - Rk -5 o/ B — SR I o SX Al
WIS R A= )5 (F7a ), APl iR 3 o -3k -5 a /B - KI5, &
RILE KB B G RIS AFAEAR R IS, OF HAE Sk IR) B BB i i) 3 @ - F2 5 a /
B — S[H B P TN, 52T/ RIS WAL PR ] 5 SR A PRI » 6 A R (O i
FERING B )Z » A R A AEAT 22 IR AR T i 30T o SXMP IR A e e 7o FeAt ] 1
115 H AR Sk I A5 s 3 AR O R O SRR AT S 1 28 5088 o TRBTAE DGR i 52 1 0
FERIE o

[0101] AT 55 Sl W AT S I B[] I 455 3 R ) 8] 3~ A0 45 DA 00« 4 Jol SO0
PRI  AAE 5 s 347 50 ARSIV i Sk IR R A A il 5 T 0T SR R4« R AT 4R B AL
ZEATIUERIE L 5 22 A RIS 28 02e L 5 T 2 AT SR A2 B2 55 I D047 RIKEAZ
A2 5 A 2 AT RINTE T B b R e L 5 T 8 A B0 DR RO AR e B R A o A7 55 0 19
R Sk AE AR AT BT AR 0 LB — S84 R A8 2Kl P RS A 20 o L 52 L IS ] A O sl
FRIE BF5 2o A, A BB AL T IR 77  Se il s PIT38 2590 AL IR RO U i o

[0102] A B ) — AN LIk ) St 58, 38 B — NI BEVE 22 10 Lo i 1) AL, i — i 7
/ BIRE AR EE A JE WG Ty AR T ik, R 5k (e T RE RS 3B - R
B -5 a /B - pt —20- JE - K[ PTIRISE AL S B R 2 TR PR RIR R . Frid
AW o U DA B FRRT 22 T 32 s (R T AR » S Ik ot (0 7 XA

[0103] AR B o — AL R SE T 7 S8 A2 7 AT/ sFI A 2R A8 11 it 4 24 1) ) A
LT BERD— M 3B - I -5 a /B - ke -20- b7 - [T, Prid SR AL Gt
F 2 PRI R . iRl & W 5 i DATE B RN 24 2 ] 332 Eh T A8 5 e el
AL

[o104]  FEAHIEH, JLLER: £ /D> —Fh B2 B 3B - F2HE -5 a /B — Zfe — S i 5
3B - WM ERE: -5 a /65— Zfe / Zuds - R G5 DR 25—t 4q 25 T i
Ho LA R 5 BRI EING iR.

[0105] [l A W —ANRp 0l (0 Sty S e — P 2y DA 5 ), JLAL 38— ol 1 e 2 24
HRTT 25 AT B2 R I 22/ — B RERET 3 « — J80 — Zode — S[R3 GABA-A 2 4 Af:
ML G0 iz & W4E 3 B AL AT S AUAR, S IHA LLE BRI IR e AL , A{E
20 RiAFAEFR AL B 30 PLIERIBTIAAL SP01L H 3R 2 ISRIE I o BT Ak & ) foe Ik ATE B 1Y
ANy Zn] s sh i AL, SEAR R4 Sk i A AR H

[0106]  BbAl, £E BB SKHE T S HIVE I, RERHLIT 3 a — FRAE — Zke — FRMEIEERT AR GABA-A
SRR I BIAL AL S P 77, DUIE TR 22 B oK Bt T Hh v oA R P S ] I Ko R
AP, BEBHLIT 3 a — F2dk — 2okt — RIS A GABA-A 2R 1E I AL 2L S 5 T
1 AR E 27 24, ANELA 7 9 s o 0 kol 2 24 0 B T 2 1 Js e v ok P 1 2

13
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Bz JA] BA T SO 5 | R AT AR AN A B IR 28R

[0107] —f&IM &, AR IELHE 3B - FAE -5 a / B — Zuds —20— i — [ W () FH 34, o 1) 2
K 2 IR BIMSSE B, MBI, H T & 4 LIETT S piAF = — Ml A Rk 1 5
3a-JR%E -5 a /B - Akt — SR KB BGE T IRIE, R i — R EU LA LU T BI9AE 5
ik~ 28 R ACRPE BBUR TR« 5 e DA R AR « Sk 98 « 8 4 FHRE A2 5 Hs 0 A1 SRR 9%
& AR ZR A IE A RTIUEIE 5 A & IR RS 4808 5 A4 MR id iz 5
JE A RICZ AR 5 H & A SR B AR R IR M 5 F 28 R A O (1 B IR e 7
Wt o PTG eIk DA B RN 2 2 ml 4 52 #h i A A, SEAR IR A b ik A H
[0108] AR B[] o — AR IE 1 S 77 Sl ik A B SR IERZE 18K 3,20 1 21 47 5 ]
(K] 3B - 523 -5 a /B — bt — RFE WM —LL 38 - FRIE -5 B — Zde — KFEEGITH / 5L
Bith v—ZFE TR (GABA) b 5 S IR E 1 T v o

[0109]  GABA [ £ Xf GABA-A 2 1A ¥ iy Bl P A — & 18 i WA #0 il 2% 21 Fd 1Z WL BE
GABA-A 32 /K Z G ok FEE JH0H 16 55 0 22 ST R IZ LR, o ELAS R AE e ABEh B I
PRABGHE o FEIXFPIE LT , GABA 1E I IFE L E R i 1, FF Rei FAOc A2 19077« 24
1M WIER GABA F5HTAE KR, A2 IGR 1, H 88 FECR R . BRI, 18307 45T GABA I35 577,
LU S AE GABA-A A2 K (AR AL 21 58 AP GABA-A 2244k, 1M H., AR B &G 7l / B
TP NS B GABA-A 527K R G011 55 R BE I 1 ONS i 1) 5 i, IR PR i i, A
H LBREEEE AT B 3220 1 21 A7 EEA)—FPEk 2 P 3B - 722 -5 a / B — Zafe — FK[E Bl —Lb
3B - F3 5B - Zopt - KMEEE (SR 3) LAZyFRI A B2 s m rid g 45 2. R
WP IR S [ BEAL S Wik B ANk 3 P AR EIRE 5 o — 2%t -3 B — B —20— i LFRMEE 55 a — 42
Bt -3B,20B8 - " 3- LMREE 5B - 4%t 3B ,20B - W3- LHE 5o - FkE 38,
20 a - i 3- RS ;5 a — 2kt -3 B ,20 B - L ZRES 58 - Akt 3B ,20a - fE
LIRWG ;6B - 42%¢ -38,208 - ¥ — ZMRMG ;58 - 424 -3 8 ,21- ¥ -20- fii] 21- &%
Wi 55 B — Zft —3 B — ¥ —20- M, F1 5 B — Z2¢ -3 B, 21— ¢ —20- fil. Fridtb & silit
DLIE B AN 24 24 m] 3 32 2 i XA, SEAR BN S i P A o SRR IO A A 25 HURD A2
P22 TE B U PR S AT BH o

[0110]  IXEGIIERIB T, AN J& 5 GABA-A ARGl FE A 2 Bkids S 1, A0 KR Il 76 4F
K i BB IR P R BORIE (AD) FIERROAZNH (MCT) o IR A R IR A T 9077 B i ek
TR 3 LG iE 4 T RH 7 7 o

[o111]  SEjfs)

[0112] A BH LIRS SEE0 Ry filh, EAT DB 3 « — F23E -5 a / B — Zdt — R [F| i 38 o
GABA A\ 5 () 501Ut 2 (49 S 1 BELBT 4 Y, FGE GABA A< Bt 4 F s 2 Fy BEL B T Aokl S ko
Xenopus lavies BUEFAH MR [ 21K [ B GABA-A AR SN I 45 R, 724 R AT
(R A B S R 2L 50 56 v o BAAIE S

[o113] A F WL K 4l 7732, B 9U4E Xenopus lavies GF BRH i 7 52 15 (1) 4 GABA-A 2 &
(al, B2, y2L) PHAE FRE.

[0114]  ZEAK B A TR SR EBE ) GABA-A 21K, 7E Xenopus lavies BFREAN g & 4]
KIE . UIREAI L EA BRI T 5 N O BEAH i mRNA k3 R IE & AR EE ) 2R &
ZAANFRAN G AN R AR HAZ AR a 1. B 2. v 2L ) mRNA 7EAIIR K £ 1F T Rk
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TEFP X AP 22 R GE IX £E GABA-A 2 ARV AL f M5 Il 1Y o X2 GABA-A AR AMAS a 1 dHH
L A B2 Ml—A v BE . 48 /N4 S, GABA-A 32Kk Es A A Jf DL Y5 52 AR A IR
SbAHTRI 77 ARSI e o DR, A2 A 2 3R Gl A OB e AR G R & —Fb R AF 1) GABA-A
ZARIEPEZSIRINIR R G o T SR T I IE S U S GABA-A A7 4K GABA VER 1)
4555, I H GABA-A Z AR T 28404 3 a - 320k -5« / B — Zopt — JR[E B m] 355% GABA HIVEH
T A2 AR B AU T A R BRI B RS I HI . T I S R A i
FA 70 S I 2k, I HL AR E o T GABA-A 32 35 M, FLAEAS[RIF7 & H S sh I A S LR A8
HAERZ Ja3kAs . @b Ax TR Fiit, ZEARF ST O 2 w A, B B britiEAl, AN R 5P RE4H
M RAT I 45 BT B2, i A T e R &, AL R 10 w M, A HL RSO AT FRifidl, 7T
ST IR R AT LR o 3 @ — B3 -5 a — Zf —20- il S 11) GABA N S/ & i =1
SRV 1, HAERAMA TS 3 1 M I GABA+3 b M ¥ 3 a — 23 -5 a — Zf —20— Wi £F 51 BE4H
Jiu P R IE GABA-A 7 R HH JG 3545 « S0 Ut AE b BT GABA-A 2R &S Fii g 1L i
WMIATINE . GABA 5 SR T E W E N 1, RSN 30 u M [#) GABA & it OF BE4H e 7%
1K GABA-A 52 i Y JE 3R 15 o ik Pk UC— R BEXT 3 a - F2JE -5 a — Z gt —20- [idi5 S 11
GABA /" SR B T M wm AN HIE A, SAHIR] UC— ZE [ BEXT GABA-A SZAAKTK) GABA ¥ P 41l
VERT . R R TIE LR 4 b 2B 1 AP, X SR R G2 B K GABA
FEPUE A UC— Rl M A R A (o) SEH BRI B 37 GABA H5HT4E A ) UC— 2]
[

[0115] B 1 B8 T 4F Xenopus lavies GIRF4I A R IARIE 2 GABA-A 21K (a1, B2,
y 2L) {5 K GABA /- SR B T HIEA, X fll, 5 3 a - Fdk -5 « — Zft —20- [ 1)
GABA /M F R E FUm MG E, Y Bl Z MK R R, 55 R C@brtitb 4t 30M (¥
GABA 2% 3 1 M ] GABA+3 u M 1] 3 @ — F2k -5 a — Zft —20— W R A FR & . AFAEZR [
BEFRS PPN LR AR ALY 00 DL 10 w MR AR A RERS BR) . BEX S X) REE
7N TAIK GABA FNHIPE(E 2 FNH] 3 a — F22E -5 a — Zof —20— M A58 11) GABA /3 s W (1) [
B, M (o) RHE/R T IEIERE GABA Y. (30w M) Fl 3 a — FRIE -5 a — Z245¢ —20— fii iy
KR Ky GABA [N HISKRIEEE . ol s i & hsid, a4 R TR 2 3 Hr,

[o116] £ 425 H 7 Fr i ik UuC— 28 [ B 78 3uM ¥ GABA+3uM ff) 3a -} 5t 5a - 22
Ft —20— BRI S0 I B DARCAE 30 1w M) GABA I 50 T B RS DU/E FI MR . 4%
PUEH R TE 3220 A1 21 7 B CERBEZE 1) 3 B - 522k -5 a / B - Zfe —20- 20 - 2K
[ AT 3B — o2k —ba /B — 2kt — RE R LR 2 F1 3 P E/R 3B -F2E 5B -4
ft - RE L, FLLER[EEE Ga - Z%t 38 - BF -20- fil] ) CL& 7 LA HIiE W099/45931 Fil
W003/059357 A, AUA SERE M 5| A Ak . FEL£E 20 TFF W003/059357 K[ B L& K&
MEAPA B GABA B SHKFEIUEH I IEM (Ga- 4%t -38,208 - —EE, UCL011 ;
5B~ ZifE -3B,20a - [, UC1013), i HALIRAE 2 28 R DL B A GABA 18 FH & o #5 P /E A
(5 a — 2k -3 B — [ —20— i £ TEHE, UC1012 ;5 a — Z2f: -3 B — T —20— [, UC1014 ;5B — 2¢
fr -3 B, 21— — i —20- fi, UC1015) .

[0117] K 4. UC Yl "I brv AL —1 HEBUAER, 10 u M, Bi 3 a — FEHE -5 a — At —20- i
+GABA B # 0t GABA #il 4 i) 38 ik 78 Xenopus laevis B BF4H fifg §1 56 2 K] A Bl GABA-A 2 {4
al, B2, v2L &S T,
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[0118]

UC R4 I ¥ #F R 40-1 I 347 A4
-1
Jo-& XK-50-F3%-20-%) | GABA
¢ #1415 A) ¥ #)1E A)
4 GABA 00
30- & -50-F52-20-8 |,00
UC1010 .37 .26
vcioil .21 -17
UC1012 -,42 -,37
UC1013 -,30 .23
UC1014 -45 -39
UC1015 .43 -,40
UC1019 -36 -17
UC1020 - 41 -,10
uc1021 -34 -,44
UC1022 -,40 -27
UC1023 -42 -,32
UC1024 .36 -,59
UC1025 .43 .41
UC1026 -,30 .45
UC1030 .45 .31

[0119]  7E 3uM A GABA+3 UM (] 3a — 23 -5 a — Z2 ¢ —20- Bl (I 1EAE T, 34T 3a -
B -5 a — Zag —20— MAF0HIVE F IWFST . 100 u M [ GABA #1347 GABA 551/ H A5 .
R P AR T 2 0 2255 BRI T bR UEAL , P BT R P 3 VE F 2 AR F 3w M)
3a — FRHE -5 a — g —20— AT 100 u M () GABA HEAT kAL —1. R4 M3 n = 3-10.
[0120]  JZ AR S5

[0121]  7F Xenopus UF BR4H 45 B i fF 50 1 B LB 2R [ i (22 03K 2) [FIFE L AR R
3a- 3 5a /B -kt - HKIEELAEFUE T GABA-A 2 AR ip IR A FH ) e k4T
MR MK B R BT 2R P SBT3 B8 1 B E S B0 1) GABA-A 52 44, 1 A 2R3 K i v ) =
GABA-A S2 AN ARG R 43 o W] LUMECE PR AP RO AT (1) 55 SRR AR L, HA B m il (&
i AR ERAT I 25 R AT AE S R L AN B ik sk

[0122]  TEIXLCHFFTH, S B RCF e K BRI B2 A R TE SR s v R 38 idk . &2 AL PR
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T RGN FEVD ARV, TR B (0 22 1 BB GABA-A 324K . 48U e S0 T I\ B i 8 7
WA, —EENAE FRUENTRZER ., Md R & GABA-A 2K TR EA K. FFUZ
ZAREI 25K BN GRS TN B B, 2R S TR 2 A k. AR, R
GABA-A SZ 1R () 25044 FRARUE N BV A AR . BEAMRPR D R S e 20k, 5%
WHNEE T8 RGN KR4S Th I e S0 8 48805 brid i 508 7 20 JF 2 i it
LB FEREASE R, FHANETHG I GABA FIE (¥t R Se ik i e LR IE T K 3a - 2
Bk -5 a — Zofg —20— B +10 1 M [F) GABA 571K 58 477 & S i 2R A Ry 38 — %o e e i

[0123] [ 2 &IR, fF Xenopus lavies U BRI IA I B2 GABA 244 (a 1, B2, v 2L)
3a - FRH -5 a - Zuf —20- HiHE5E GABA N SIS T-UE MINHIER , SEMS B REME KR
Bz B2 fimicros sacs H1 3 a — 23 5 a — Z#45E —20— Ml 458 1) GABA /-5 50 B - U4
FHER Z RIS R . DLARVEME -1 TGS H XA Y b L0, SR 7 20 B i v
Flo RN RSN E 4 3 1 M GABA+3 1 M3 a — 323 -5 a — 5% —20— MAfI/EFH%E R 0. 7
10w MR A A 2R o e o S0 4Rt 20 BT OB AN T = 0 I 10 M GABA+1 n M3 a — 32
Bk -5 a — ZbE —20— B VE BT ARAEAL o 76 30 u M OISR A 288 W 1 o 5000 s PRI bm 7
SRt B2, SFESHXNEZBRTE 2 M3 P, LRI 3a - B3 5a - 4
Bt —20— B PHIVE A N BRUELL —1 [958 R BIJA 2k = —0. 04+0. 96 “FrifEfL —1 JZJi microsacs
HEHUR S T Pearson K2 IEREL r = 0. 90 5p<0. 002, s UC— A [ B ) il Ja Mk fy g e
ANFEFFEARRNT S E—BU0 R . 25 RR U, R AR 2 R 2 LS.

[0124]  FEA & B A T3 2 [ B () GABA-A 524K, 7E Xenopus lavies §F BRI =4
RIE. BOERAN M HA B TR N B BESN Y mRNA DR IR IA B (R RE ) . 24
H=FOARRIRR G E AR, I H2 A o 10 B2, v 2L Y mRNA 78 AR 1) 441 R ik
FEHRX AN 2 48 HP X B8 GABA-A A2 Y2 B Al (1) . GABA-A 2 1R ES N I DL 52 AR 7
JRALAH [N T3 SAEAR SN B 5 , PR IR TR 22 G A ATl b AN 53U g A — b R 4P 1) GABA-A
ZARTEYE PR ANINR R G . JE R SR T IE W 0SS IR S GABA-A 24K I GABA 7 FH I
25 5L, JF H GABA-A SZAR VT34 3 a — R JE -5 a / B — ot — JS[H B m] 3458 GABA FIVEH
T 52 R S T A R BRI A I R R . ]I R S N £ I
AR RS L, TEABFFC N 2w A, XSRS T PR UEAL, FE AN R O BRAH M SR A5 1) 45 3
AT HLA, Fd sk AR TR 50, AL R 10 w M, 5 B A DS AT R U4k , 6 A (] (R R
V) AT LU o T IR UC- BRI BEXS 3 a — R 5E -5 o — Zf 20~ i i5 T 1) GABA /- 3 55
TR HIVE L, SR UC- 281 BT GABA-A A2 /K ) GABA 3% PE I A 2047 Eu &
HARIbRICH S R B THE L9, 75 Xenopus  lavies GBI EFZR J AR RS Ao fiff 5 1) Bt L6 [
B (ZWAR2), KRN FIFEARR T HAR S 75 GABA-A Z AR ) 3a -k 5 a /
B — Zidoe — S EEAE R RO 30 HT . MK BUR TZH 2 i e S B U 133U SE 36 /) GABA-A 32
A, LA LR ORI B GABA-A 2 FRAE AR M 3o 1T LUMBUE PR AT AR IRAT 1) 45 A%
HABRL, BA B R A5 B, B RAT I 45 SR W] 5 R U FLah R N8 B ThiIE S
[0125] VB AR B CL4 FHAE R AN I I St 77 SR 1R, %077 B8 0 AR BN AN gt o7
() B PR, 5 2 P AR I 2 AT 308 52 AN ST BB R T ) 5 P 50 MG 5 I AN it 15 AR
R TG, TG AR EE R th 2 e, BT 0t
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