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EHARA (1)
3 A 8 AR B

ABE B LM E — R % HCABA, £ B AR AN ZHBELS
M BRE B R ASAKBEE - RBALEIEERY o KEAT
MERN 2B E LR EIRILLEDHERNBAMARIEE
it &4 £ 6 B L2 A B -
R OE U E N
=]

N

~
~

o}

BB A % ® & %(Gastro-oesophageal reflux disease
GORD) A & M AT L F B E K K - AR ERHEERD &
TR EMEREFR CBFRREFEONEREAR ﬁﬂ;’.—”}l
RS REFBRBEE - DAFAIEIEARIELX EARRK
B BEREIFHI - 2R E(wHolloway & Dent
(1990) Gastroenterol. Clin. N. Amer. 19, 517-535)
CERASZHEDABEFEHABTANBEY I TEERL £ X
# FTLOSR (transient lower oesophageal sphincter
relaxations) + Bp #Eb#“?% JlAe 2 b & - FREWHEF K &
W f£GORD & # — #& #% E %

B F 2 A1E 44 EAKTLOSR S 5 & ZMFﬁﬂ:
B R e

TARARIMRBERBEAHIN T RAEFEANSERN ALY L
WO 87/04077 &US 5,036,057 + % % - i#f RGABA,- % & X
o B T E A A I HITLOSR - H £W0 98/11885 m 5 % -
GABA, % % 3 & 7

GABA(4-m % T x)%‘i’#&éﬁ\%i&?*%f%q’*miéﬁﬁ

L

k|

%6 R




1228510

A~ ARA (2)

“ 18 % - GABAx % 218 # 4 AGABA, BGABA; 2 A - GABA,
T HBGC-Zai@mEAsETHB AN -GABA, X 42 B & Al & R
B A XS BCNS B E > B F 2 EEHRNILA -E R
SR E R RW > B AR B M R R E o 8 BUM B BB
(IBS) B4 & & A7 &2 £ "z A A % - GABA, % #& %t & & T & #
XA A &L BB (WO 96/11680) & 3k i 4w AT 4% ik 3¢ 4|
TLOSR(WO 98/11885) -

® %8B R 2GABA, & # B A € & & (baclofen) (4-
B A-3-( &R X X)) T £33+ & FCH 449, 046 5% + % %
o B AHAEHEERTERSF -EP 03561283 A % = &
o Hm3-mA ) FRAEHB R LHFE— A KCABA, % &
# & B A -EP 0181833 A LR ARKMI-BKAAETHRESR
FRHCABA, x B E E BB R PHE - BHE KRB kit
SR EM R L B E -EP 0399949 % %(3-m A A)¥F
A DM EBRA B A KCABA, X & & & - b £ A5 M #EA
@AM A & A -EP 0463969 ARFR 2722192 =& & ¥ #
EMA4-BATEHENMN A ETAEII- 8 ERALEREERER
RE - BREEBEBER Z2HOEH-FTHEMBA NME HGCABA
XBERPPERLIMENA®BE B KR LT Med. ‘
CHem. (1995) 38, 3297-3312 ¢+ &zt - L X &Hm A UL F A
THRBEAS)- B BILAECABRARREET ELRILA®SE
fER M & RS ERXRZICNSEE LR -

X Bk W 2 B4 B (phosphinic acids) ¢ #8 = B 8
(phosphonous acids) - st % 75 48 B 1t & # é’J ¥ 4 %ﬁ ’
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I EARA (3
— %% TH - F£i& » B A G & Aphosphinic acids 1 #& #
AHER XIS Y -
B X HME

A ARSI BELCLSY REREBLSLBE - 5 B
M B3R R A4

LR
N P—H (1)
R:YS/\OH
R, R,
Elle
RRE2& > #24 KAEAx  BKEAEXARXE F
R, R &5 & s A~ &% - &A%
R XA EF A BA e A(BEXERX ~HA - KK &KX - K
R A R FARK)
RRREA&A ~BEA(EERFARR) K F A
A EBEETHRZ

2 B - BEIAHRIIEEHRY

2 X T & Sk |

D@-A-2-rRB) MBI H Y £

11)(2R/S,3R)-(3-mc X-2- & T &) = B4 & -
—BHEERHN

R & A ~ AR K8 %

R, K& 8 £ > & EXAHE

R, K & & 5 &

Ry R & & ,

P

.

% 8 R
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I~ WA (4)
(3-8 X-2-%& &7 &A) = B & % s o
B2 P MAHILASYAAI-BAE-2-8 A K) & B B

(2R)-(3-m £A-2-f A &) = B 8 > (25)-(3- %~2—§Lﬁ<3
A)m e o (3-mA-2-A-1-FAAA) B MmE - (3-KE
0-A AmA)T BB (S)-(3-mA-2- AR KL) EHE - (R)
- 3-mA-2-mrRA) BB R-BA-1-A-2-B2REL)E
BB -

EAFAEB N E 4 ER, B — A A R, £ 8 M 2 4% —
® 4 o

A ARB N BT R AT ELE DGRt T A
R F(a)TmE B3k %%(@%Mm%ﬁ%>:uaﬁ%
E A XTE &:

B A% wC-Ca ko ¥ - EARXRET 0 RE
B BT~ 2 _TRE=ZT 2R TH—C-CREAEw
A~ TR E R

Mt A B wC-CCRAL Fw TR -CTAHEAAR
ETHR AEAMA -BTR E-_TAXE=ZTH  2F
Th—C-CCREA B AR TARAXEAAL
WA B A wC -C,A AR B TR BT A
EHAAXREHRTAR  ARAERA  BETR -FZ=—RT
ARXF=ZHMTER 285 T4 —C-CHka&RA#FRKRA
TR R R AR

BREAH L BEFAERLAHEISHEEF > AR B
R B %

A TA D

£9 78
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-~ HARA (D)
#&iﬁ?&%&‘ﬂﬁ5{11%/-\%3@'&%&'&’?Iifi’\%ﬁq%é
N MM RBE R BERTRB - sbFBBEENAE RS
*%z@ximﬁk BofLlodm oA b9 B B A M B o 4 A sb R B2
WL BB LN BB o B B ER ~ B BR R BE B&
2
%o

;%%‘
o
S
H

R Mk Bk dw A% BE S OH BE ¥R o &%%%%%@%&é&
by RFH O Rt LB B
2 RAMEF
T FARAAE -—RSFBAILBTITOEF REAIZLEH
EEZEI B EHE LAY EHu: LB ERY A RIH Y
é‘Jmé\%’&iﬁ%ﬁi%i%%i’&’EF-‘%%%‘W%&/&
FHEEEX L EARAESGYTAEZERCY KX #H o KbEH
v/
WRE XSG A R HTLOSR > B m 46 % F &
EE xEME - ZTLOSReyw # A K EF ZE K11 sH
tl%uié%?%%fiz)i“°—%?—fﬂ)i‘aé@7§§i ¥ AERNREE
TEHBERAUNRRBERL T ERZ S k- MAMNBAL
4 M Ak A 24 36 A GORD- 48 B &9 3 JEGORD 48 Bl = R =% ~ %
A%, KRR S ABRE - E#E ~IBS - FHAERR B
R AGE R |
o fx (). Med. CHem. (1995) 3297-3312 AThe
GABA Receptors, % =&, S.J. Enna & Norman Bowery
4% > Humana Press (1997) 4 % 281-282 E)*B)i% ’ #E"a‘ﬁ
ABR LS H®ES —P-UHgE s E4 s RH T o b
Flheh T EAEAGEREH
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o HARSA (6)
i)
BBEAZFAXNIZCES TAH TN 2 —HHE -

a) Xl 4 &
i
ZHN\‘/“\r}ID—x ()
| oY

X MR ER, B M EXIFEE XA KRR
~CCH;(OCH,CH,), *Z & 12 % A 0 £ =- T & 8 £ > Y 4% & & 17
# AR ERA WAL LSHWERBAZBLE AR BE A

B R AE PR AT R R EN- R A oV
HEREA AR E T XITRAE > BB ELKHE
ﬁ%ﬁﬁi%ﬁ?R%iH&Mﬁ%ﬁYﬂM1¢%§
Moo~ B OR B
0 0 . 0O 0
ZHN + b_x i ZHN\T/H\T/B—X
W/kow rov T by
; . R, R,
RAEE 1

R g,ﬁxg;y\—ha-*; B E & —N-fib R B 31k 3| @&
R, » # % & KAFKRXIII I E& W
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- HHARHA (T)

EFR "RRAR w KI X £ > A F & > 1L iFid PR

A—RXRIIIesH  mIFEBERBREESDE 5 8RB EH

BAR/ XA E PR — B s XL & a5 8IS R R

- B B/ REFE RS KA F KXy % S 8L
ré«

B E UL E K 2B
K HF XIS ERREHIL > ZR AR B K
BgN-R IR E > ARER#%HKXKBREXFKXIVL S W
oH O
RTH\VJ\T/g-H V)
R, R1OH

AAWR "RRAR TR &R LRIl > E 2B BFis B S

—KXIVeyie oy s EMFERBRALSDABENEHRES
/R EAFBRBALAEKXIVZHBERA DR R S — B R/
ZxFEABAFAINVERHALLSIBLEEENU LR
E 3 B

HF A HALERRERE &zm%@ﬁ&ﬁﬁ
it BEFEERFAEN & > A& LEN-It R B XAE I &
R, " BB B XBREFAVIES W

X
o
£

Halo O

E PR RAR B L XTI WRHA - Haloth 8 FRF > F &84
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B~ BHRA (8)
#BILHAFILEAE Y R D —RAVIL S AT EHEBRLS
BB R EMHE O R/ B ERFZBE AKXV S Y R
RA - BHR/ R EEFERRAARAVEELCS DRI AR T
U EEESB

® #b) AVI 1t & 4

Y-

/
O O

Tw/%/;l%—x (V1)
)¢

R, R,

XAMR "RyAR, A EXIF B & X B & 4% # A
~CCH; (OCH,CHy ), » T 44 At s 1 s -NH, X o9 X > V & & & 1% #

Rt BWAVICLESEH TREABRBZE &R E S
A ERA2,I-BEARAREMTA Y E il gN-F % 22,3-18
ARARAEBEMA KR AENTA Y > H FR AR B A7 K1 3R A

& &s\%ﬁ’é‘“ﬁ‘ﬁéO E 'fbﬂ"FH%/%%é‘JEEMﬁé‘Lﬁi#h’
EFPXAYw AVINA2#BH > BB H K& & KInCl, >

\ \ i
/s:\/ S~
O , 0
8% I
T ? + b_x %5 K T P—X

' — oy

R, R, oY o R, R,

HAEE 2
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- EARHA (9

BEF=ZFEAYEA AR FERZIRE > H FTH & VI
Pl A #4it A KR B AR EXI ¥ x-NHR, 89 R B » & #& K
MR BBt E £ KXIVE S Y

X FR "Ry AR Wm AT XTI WA > T EHRULAFARLLEYD A
F——XNIVie oY > T EHERBRLEY RERNEHER
m/oREmAFBERLAEAKLIVIES A — B R/ REFF
Z2E Rt ARXIVHELLSI AR ENLEE &2 B
xF AVIIL A9 &4 H ;?RW%@&E’:#zﬁk&
e~ Rt R BE - BT R XVIggi s &£ FR, A £ KX A7 2
-NHR, 2 R & ~ &t & K@ K EHF X144 4%

ﬁ .
R;—H\(u\(ﬁ’—H ()
OH

H$R "RRAR WA XTI N EBEL > F F & > #1iriFis
BB KLt 2EEAFAIFIEERBRLLSYL AMERE
M R/ R Bk TR R KNI -84 RAF —
B #m/ R w A FE B FXIIINBEAAESY AE TR
M EE KB

(A

HEXVI Lo w RERLZFTADRAZHALR A -

[l i
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o BARA (10)
MA B R B ~ BFTHA4w AVINRAZFEREL PR B A
KIA £ & Z-NHR, &9 R & > R & KA R BHJ XVt &4

Halo O

H ]
RTNYKrF'D—H (V)
OH

X AR, "R, AR, E £ B AT X[ »Halo% & B F ' X 0 & %
ﬁ%ﬁﬁﬁ&/—\%ﬁi%*iVmA%"\%EF)'TH',\#%%%%%\
M AEMEHN BB R/ EFAFIE LB R KXV EEL
e BAARA —BR/R o wEE R BRI RS
%%*ﬁ’%%éui%in§

i
UJY’ID—X (v
QY

XAWR A EXIFRA XA KR EAL
~CCHy (OCH,CHy), » U % % & F & # -CN £-CO,Et £ £ # 1t
B-CH,NH, # » XVt L — R & Ao KK A - Halo B & &
T WAVt G W TREAEBIB R REA KR £ A
R R flebd o £ PR B EXIMRHA 0 UskHalow &

VII + % > £ 80-»ikittk B Fibx il & 814 % 588
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- HRRHA (1D

Si/ Halo O
U% + O/ N /K,/H
| U P—X
P—X — '
Halo | oy
oY R,
Zﬁﬂ@] 3
%ﬁ")il@ﬁUi:%h%-NHm’?&?R4ﬁ]ﬁﬁiﬁl‘1’ﬁfriﬁ’iﬁé
KEREMGF KXVIII I 4 4
Halo ﬁ
RTH\/S/}T—H (Vi)
OH
R,

XAR AR AFTKXI ¥ & & Halob B EBEF > X2 E 2
THAFEESHBILAE S —KAVIIILAS Y » 8 /743 B
MRS RMEINEHBER/ B EE &AL X
VIITey B #Efe e R % — 8 > B/ W HFE L2 Hmi
AVIII ey st o BILABERLER KB |

% EFd) NIXLESHHEELExLEEHR

1?4 Halo ﬁ
Z/N T—H (1X)
O
NA
R3 R1 T|\
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B EARA (12)
BHalo & B F » s XIXI1L A4 T & R #HE A2 B4e KA
REAS&R  AREARLEFLESHE TR R AR & 3R
oLtk — MKt 7 RHalo B & B 3T > 81 £0- % % 1t
R E AL 2 BB B

\
R3 Ri1 o S\ R4 Halo 9
| —
2Ny L P—H > N P—H
| ' o.
R4 Halo O\S'/ R3 Ri Si\
I\ ,
A2 4
Ee XA RERILAEX(V)IAY \
‘Halo O \/
H I S X
R4— P=H (V) R
OH ~
R3 R1 g/
5

XPWR R AR WA RXI T RA . WA EE o BRI Y
BIBZ Kb H . 2EE2H 2 BFFEHRER
b BB BB R/ B AR A BB ARV 2 %R
CEE R F-VER N -3 P Y YN W
BENELRZ R 2B -

xe) XX 1t & 4
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- BARA (13)
PR R, AR, AT RT F 3R A > X A & &% % A &

-CCH; (OCH,CH; ), » XV 4k & R 4% # £ w & ke A > st XX 1L &
T RBERREBEL L R RE SR E RS - % o#F
(S )&y Ao thho THE(CEALFERLF » £ &K
Ma RSB RERMBA RSB BEITES > £ PR R AR W
AT XL W3R E

0 SH O
AN B_x RN Bx
s \.‘/\r' —_— 4 |_.
oY oY
Rg R‘ R;; Rx
mAEE 5
Hae k@R ERWEHF AT ESH N
>N
SH. ﬁ oX
R'—HW)\)/F',—H (xn) L
OH
Rg R\

XAR "RRARBAAKXI T 28 T 2B bmBFLsdh i
H—RXXIIb4 % sEmIFEHRBELS B E B
B/ H Mk kB Fe)Bgis KXITZHEgEALSH RS-
B R/ 22 EFERBAAmFXXI] LS H BB EN R
R £ B - -

3 B 8 3% e 3R A .

%A AT IHERBMMET I RF@RARE A
Tl (3-mA-2-H & K)Z M

—

% 18 &
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A~ HRRHE (14)
AT > £ 4 WTHF(w R0k ) ¥ 2 (3-8 A-2- &-3-
ﬂam(,.a FOA) D M B T B kS A ERT N
BH,-THF = 10 2 4% & & & Ao # ® R B2.5 /N Bf ° HF & &R % 47
£ E® > m6 N HCl (200 & #) - % #& % #  £THF - 4 K
B BE® M2 /N - BRBLAH L AE - G AETX
BB AL R S84 (DOVEX® 50WX-8-200 » H X > 3.5x 4.0
N y) A o BE T X M B Bs 2:1 F 8/ k(400 % F) Bk o
mEHEN 1 PE/ KR EREERELE - AL:1 F B/ XK
(400 ZE #) sk - TR % R3:1 FE/ R &AL - &6 =
/@wn(é@ a+150 F) o A 15645 & 7 (34%) #H(3- A& K-2-
AA)EME® R A EBE M - BB 203-207TC
R;=0.35(60:40:1 F &8 > — L F % * & & &1 %) ;'H NMR
(300 MHz, D,0) 67.11(d, J=528 Hz, 1H), 5.18(dm,
J=54 Hz, 1H), 3.28-3.45(m, 2H), 1.65-2.23 (m, 2H);
3C NMR(125 MHz, D,0+ = -2 %) 687.8(d, J=170 Hz),
44.3(dd, J=12.6, 21.6 Hz), 35.6(dd, J=20.2, 86.5
Hz); APIMS:m/z=142(M+H') - |
T H2 (S)-(3-mA-2-5 &/ A) & B &
FS)-3-mA-2-2R A)(1,l-—C AT HA) =B
Bs (1.0 %, 3.5%3‘@—?)&@7‘%HC1(50%ﬂ‘)m’a‘%ﬁu%&‘&@nmz
NEF - BRAZEEBBAE  EABRGH N FECI £
) UEAAKRCCEAF)DAZTEIRE - BAHBLH D FH
4rﬁ#ﬁ/e*'14iﬁ§rvic;ﬂxﬂﬁ‘%; MU R %R B B 43220 & £ (45%)
(S)-(3- 2-pAA)EMmE% HAhaeBE# - HE

5

%19 R
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- BARA (15)

NMR(C300 MHz, D,0) 67.1(d, J=540 Hz, 1H), 4.2(m,

1H), 2.9-3.2(m, 2H), 1.7-2.0(m, 2H); *P NMR (121
MHz, D,0) 624.2(d, J=522 Hz);FABMS:m/z= 140(M+H"
)5 al, £0.5% £0. 1M HC1 ®) -

T3 (R)D-(3-m A-2-% &/ K) & B &

ﬂ%(R)—(B RA-2-8&FH A1, 1-—C & T X) = B &%
B (0.9 % - 2%%3)@:‘%%1(50%ﬁ)ymé\%ﬁnﬁ&@mz
/J\E—%iole»& eiiiﬁiﬁ?ﬁ%&°5§ﬁ¥%%’%%?ﬁ?(50"’“

) UBEEAARCBEA) AT ERE - R A4 HFHDS D
Bf*r’ﬁﬁthza*“ié%m;&l%°E]%z*’%‘éi 15260 £ %
(59%)(R)-(3-mA-2-2@mA) T M E  HAaEE® - -K
#:'H NMR(300 MHz, D,0) 67.1(d, J=540 Hz, 1H), 4.2
(m, 1H), 2.9-3.2(m, 2H), 1.7-2.0(m, 2H); %P NMR
(121 MHz, D,0) 623.9(d, J=525 Hz);FABMS:m/z=140
(M+H)+;[ @], £20°C=-8" (0.5% 0. 1M HC1 m) -
F 14 (3-m K-2- %Lﬁ% ) OB B .
#HI3-IN-F=TaAB A BAI-2-AAA£](l,1-=C &
L )M CE(SILE 21.0% ;‘—E)’i‘iaape-ﬁ"?: N
HCI1(400 £ #) W » R P LBAN R GABREA - RS H 4
£>ﬁi%%+14fl~-f§>ﬁéﬁ°ﬁ%%%ﬁ?éi LR A% - BM#EBEZXE
BHEEHYNFE(IEN)  mBAEBR(0E ) - # 3#F 2
M6 BIE BN AR EK - BB AT E LG ’,E
ZF A50C &£ %321 £(73%)(3-mA-2-a @ &) =
B> EA KRG &EH# - i mBELI26-127TC 5 R

e [ | (RN

'fnﬁi i »a-

s

% 20 "
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Z -~ ARA (16)
=0.64(85:15 ¥ & : ) ;'H NMR(300 MHz, D,0) 6 7.13(d,
J=551 Hz, 1H), 4.14(s, 2H), 3.14(d, J=18 Hz, 2H);
“C NMR(75 MHz, D,0+ ==& #£) 6199.5, 49.2, 47.3(d,
J=69 Hz); FABMS:m/z=138(M+H)* -
£ #15 (ZR)—(3—B§%—2—§L3§£&)§EH§@’£

X HEHRBMEHEE - BEH - HEBEIRABEEHN =
A2 B MR P Ao R Bh BE 42(T73.8 % - 0.89E F) - BN F
mAKIBERN > N, O-2-(=Z=9Fww i) 8215 # > 0.87
EE-BSAHOEREAB N BEERKRKAFMHFLEIST U T(Y
30 % 48) - BSA v £ % wh R BIR A M £45-48°C » £ 8
E#HFLIPF - RREAZZEE AN =R TF H00E
#F) ¥ 2(2R)-2- #£-3- Bﬁﬁ%ﬁ%ﬁz?@’iﬁii‘ﬁ‘é(ﬂ.i&i’
0LOYRZRF)ZERMPRERSAH Y - BNEBITHHERERE
18/hef « 4P R BERAHEOC » #HE LT BT E ﬂ)ﬁ
MA(I2ZEFH) ¥ £ R B - a"“‘#)iu/mé\%30’\§“4£; &
WF EBF LB - R
Hg)'FS'&&E’LX_:.ﬂqa%‘?ﬁ% DS 4béﬁcf&(80 201)
EERBEABLEYBRRESL  RETESZAERL €4 %88
BHEBERREDH2HBER  BFHFEQBIOEA) KL T B K
BF e e BB CE(500F )M A A RS ER
RAEMBI D E - RBRERS M > U F E-8 % 8(0:
1) EHFXRBHE - RBESER > BB EWHiBA —
Dowex® 50WX8-200 BH X (500 % -~ 8x 152 4 )4& mul:1¥®
B/ K ARAEZTLCo W A & LY - L B2 2R AEHHEHE

S
b

gg |
4 1L e !
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-
A FARA (D)
UL R A AR/ FEHEAER - AHE-—FEEFREREN
’ A R ﬁ*‘?ﬁ‘%ﬁ” AL (6:3: 1) B R AR E AL G

& B #(2R)-(3-m £-2- A ) B BR(3.12 % 0 24%) -
'"H NMR(300 MHz, D20)57.90(s, 0.5 H), 6.15(Cs, 0.5
H), 5.12-5.29(m, 0.5 H), 4.92-5.10(m, 0.5H),
3.12-3.42(m, 2H), 1. 74—2.26(m, 2H) -
T #I6 (2S)-(3-m¢ #%-2- x) T BB
&%ﬁ%#&*&fﬁ#%\iﬁ o m MR RAEBEBY =
2 BAR F o R BB 4(58.1 % »0.70% F) - 4N, 0-
(= F»w &) 8m(175.9% 4 > 0.71 £ F-BSA) L & & &
£ 3 EmE g H35-40C - BSAHF v & 24 R E A YN
35—40°C4%a‘?r45h\$§°/JDL§L‘F%(150%ﬂ‘)’/r A &
35—40°Cﬁ-%"a45/\£i c LA RBEEESR O RERASMA o
TR R F HR300FA) F 2(2S)-2- f-3-= & £ B A &
?:_:_TEB(ZLZ b 0.4 EF)BERKR - RENE R B
B oo & @P)i}@wb/‘\#hiﬂc”J\‘\»MEFE%(IF)O ) & & A
KO ZEA) FLERE - BEHEREY  REHEGYNZEE
(0.1 mm HG) F -~ i L AL 4 (50 £EF) A E B G H £ 4
pH 84 A0 — & F (400 £ #) 822 F 82(250 £ #) - B B A7 &
Bl & » RBER - X R FH -~ FE - B & 164z
(80:20:1 5400 H)E R BERG Y L BIE - REBEEEA
R BBRAEREH RN FEMI0EFN) - o b £ BB T B
(600%‘71')4:’1 fta REFER > BHERLLSHMINEF - &
RERSH  BMERBER - &8 %2 @8 ADowex®

Ak

g, 41

% 22 B
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£ BARA (18)

d50WX8-200 B H K (450 ) A4 mm1:1 ¥ 8/ Kk & & ZTLC % #
FTEHMNBEETCHE - BFE U3 ERALER/TFEREL
R HAEY  AYHXEBHEBREBWHIL U R Fr - F
B2 ~ R R A ML 4(6:3:1) Rk RF(2S)-(3-mA-2- /A &
A) o s L Ao 66 #(3.46 % »17%) 'H NMR(300
MHz, D,0) 67.90 (s, 0.5 H), 6.15(s, 0.5H), 5.12-
5.29(m, 0.5H), 4.92-5.10 (m, 0.5 H), 3.12-3.42(n,
2H), 1.74-2 -

" HIT (3—5&'%-1—%—2—#&%5)3&
HQB-(N-(FE=ZTAB) B EA)- £)(1,1- =
A LK) EM®CTEE(ISE %3%@)%%‘?%(2
£ ) 0 =3 Nﬁﬁ’i(ZO%ﬁ 60. %?‘-H— VN
Brfg R)RIE - RAHMNEER > &R FHE DB - KRBT E
HRERSYH  KEREAVENRFEGEA)AN: RETH
FEERABEBRBREBEG K - BEHTOE H) & F KB W H#
(Ix 102 & ) #kfb > R = £ F I - F 8 - & £ & 16 42(6:
)RR - L ELHMRHLERBEE  BTEBEO2x 102
ﬁ)l‘m&fﬁ‘?%(lxlo F)HER AHE > »FHEZ0.] mm
Hg) F# BB &K - b5 5% & 4 (3-8 %—1—&—2—%%%)&
B o K A A é,[ﬁ]%(zl()%i »56%) 'H NMR(300 MHz,
D,0) 67.93(Cs, 0.5H), 6.11(s, 0.5H), 4.60-4.20(m,

2H), 3.42-3.08(m, 2H) - .
T HI8 (3-mA-2-F-1-F A &BHA) T B &
£ EBEAT » #4A£THF(IS £ ) ¥ 23-1 A-2- f.-1-'¥F

ma‘?;‘s

B
%L
.0

&

% 23 R
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EHWRA (19
AX-3-aAmA(zZzATFA EHBECAE(L.6L 5.3 X%
H) K& eF»&P‘J;’Jal M BH,-THF(12.3 & # - 12.3 £ %
H) 1042 B EARDAINE - AHERET R » &
# A6 N HCLIC100 2 H#) - R A H @A /N - #FER A
o ERBE O BAAREABEBLBACELEER - BKRYHABETX
# B # # (DOWEX® 50WX-8-200, H' & +3.5x 4.0 2 ») &
b - BETXBBBER2:] FE/KE®R  -BEHENLI:LTF
B/ KR EREREL > 11 FE/ Kk - EHRERB A1
?ﬁ/%ﬁimﬁoAﬁL*ﬁﬁ’%% $150 £ % (15%)
mAR(3- B EA-2-A-1-FEARA) BB IFHBERY R
&4 - B EH NMR(400 MHZ, D,0) 66.2-7.8(m, 1H),
4.8-5.2(m, 1H), 3.2-3.5(m, 2H), 1.8-2.2(Cm, 1H),
1.0-1.2Cm, 3H);MS:m/z=156 (M+H)" -

UTFT PR ARNEHERFTAZIALESY -

T R 4

ALl 3-[(Z—Z R PHRI(TZAA) S8 A]-2- 5758 ¢ &
(BEF SIS e &R H) |
(& 7 %)= #8 .Es(26.0% »133& % F) &1
1,1,1,3,3,3-xF R wm&u(28% 4 133 %;‘-E)w%/a\'
MR ER T B R2NE - A RAHWEEERE  WAA
B BE(10.55% 0 89.0F &2 F) - R A F &£ & R F v # 260
CR=8  -AHRAEMWEE R > B CEIEA)H

%% » X1 N HC1(2x 150 £ #) R4 fv £ 44w (100 £ #) #
B #% B EMgSO, E & s - BIE 0 A B IF3200F M E

\

% 24 B
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B AR AE (20)

h o BB ERERRHMANBEEY B EEXx 30N S) LA
£ 0 m97:3 = & F %/ F B k& - /—\ﬁg%wuf}’;ﬁ%é%%
16.0 %(57%) &9 & A s K3-[(=CZ A F)H)(T & RK) &
K]-2-f A B B - E:H NMR(300 MHz, CDC13) %)
5.32(dm, 1H), 4.67-4.77(m, 1H), 4.18-4.32(m, 2H),
3.58-3.91(m, 4H), 2.30-2.62(m, 2H), 1.20-1.41(m,
9H) -

Epl2 3-mA-2-R-3-8 A KA)(=—CT 8 F HA) % B 8 T &
(REE IS F R M)

A3-[(mCc & ¥F)(z A ) ME@mA]-2- AR A% CE(6.02
% +51.1 % ;‘—3—)&&2&;(22 ) B E R N e R R R b 4%
U48N45 F051.1% % F) o B &R ELI6 854 %

f oYM EBAEY B ﬁ(7x37/\/\>¢_ﬁa % ¥ 4 22 96.5:
35:%?%/?%%&%&°Aﬁk &&:%ﬁﬁ3m
H(27%) 2 (3- B A-2-R-3-&amA)(=C & F X)) & B &
B R EEAHK - %’w}&lﬂ NMR(300 MHz, CDC13)5
6.43(s, 1H), 5.70(s, 1H), 5.21-5.49(dm, 1H),
4.7(dd, 1H), 4.18-4.31(m, 2H), 3.65-3.91(m, 4H),
2.21-2.81(m, 2H), 1.30-1.40 (m, 3H), 1.20-1.28(m,
6H) -

FHI3 (RD-B3-HR-2-_ AV, 1-—CZ AT A)TH BT
5

(BREE B2/ L5 e F R )
(—zaH)zEmeee(lb.0n Tl EEF)AETF XR

% 25 "
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A~ WA (21)

(a\tfh?ﬁ%&ﬁ%%’%iﬁl 1,1,3,3,3-x F &
o EH E)MN AR T s B M3 B oo
fﬁ&?@%%§‘°7‘m(R)—§§LP§$(6.6i’71%3?23-)@,5&*%%
(2.5 % 18X H) » R B A& KT B 2607C B
RoANMALAMEESR  U_RFTHERABE - FHEBA
KFH ko £ EGSO, L& BE 0 KEBF2.THR ZFH
BRBEGH N A% B F (IS0 E ﬁ)m’%ﬁ%%
aﬁom%mﬁd177%@%@1@%%@%@)(3 -2- &
ARA(L,l-—za T i) BHETE - BE:'H NMR(500
MHz, CDCl;) 64.3-4.4 (m, 1H), 4.1-4.3(m, 2H),
3.5-3.8(m, 4H), 1.9-2.4 (m, 2H), 1.5(dd, J=2.3,
11.4 Hz, 3H), 1.32-1.37(m, 3H), 1.18-1.24(m, BH) -
EHld (H-B-mA-2-wgA A1, 1-=CT R T A) DB &
Z By

(BRBFE T H2/45 4 F M)

EAHI AT CEFTFZR)-(3-R-2-#RKX)(1,1-=CT &
s E) M EBE(D.0}x 017E ;‘-@)«e&&&ﬁnﬁ%mz’\i,
#4888 > ERH0CHRIR - REER HEHEBRBAYE
FREERM LI  HE U ALN=CT R =R TF H(5-8%

MeOH) % & - &t B BRI A H @ W RFREKXKHE -
Ao B £ AH10% Na,CO; Km & A K AKEPHL r =R F x € #
WR o A4 H KB £Na, SO, b 3R 31,2 £ (26%) & F &
(S)-3-mA-2-2mA)(l,l-—CZC R A EHBRTE) -
# 4 :'H NMR(C300 MHz, CDCl,;) 64.40-4.55(b, 1H),

A

ol

|"| I.‘ i
: " llld‘ 1|

% 26 R
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B~ FARHA (22)

4.10-4.30(m, 2H), 3.55-3.80(m, 4H), 3.20-3.30Cm,
I1H), 3.00-3.10(m, 1H), 2.00-2.40(m, 2H), 1.45-1.53
(dd, J=3.4, 11.7 Hz, 3H), 1.30-1.40(m, 3H),
1.15-1.25(m, 6H) -

E IS (SH)-B-&f-2-g R X)L, 1-— T AT H)EHET
B

(B EE RIS ¥ R )

(—zaccA) Mt ois(15.0% Tl 2 EE)HEF X2
AW AL Y9l 1,1,3,3,3-NFRLHER

(132i ’SZ%ﬁE)EaﬁTﬁﬂﬁE@/ﬁ3’J‘ﬁ ° /—fr\GP‘/rb’é\
MEERLEERE  WS)-FABGB.60  TIZEF) A&
KRALER.5x 18 EEF) » BN AR T w# £260°TC

3@,4£°/$6P7tb’é\4h§.ifm’J«X:—;ﬁ?" K#HFE - X KK
A H#E > £ EBGSO, L3I BIERBRABEF2.THL T E W -
R E AN 1B R F BE(LIL50 & F) o 4%(&%%3‘4’—7@

oo Bk B B AR R E b 16,8 £(T9%) #1(S)-(3- £-2- %
7 i)<1,1—;a;ua’§sgéasﬁa§z,as . % 45 :'H NMR(500
MHz, CDCl,) 64.4(m, 1H), 4.2-4.3(m, 2H), 3.6-3.8
(m, 4H), 1.9-2.4(m, 2H), 1.5(dd, J=2.3, 11.4 Hgz,
3H), 1.32-1.37(m, 3H), 1.18- 1.24(m, 6H) -

EHI6 (RD-3-mA-2-m A)(1,1-=—C & T X) = B &
&

(B T3 ¥ M)

e’
o

i

FEHINAR X TEERFT Z(S)-(3-R-2-8 A K)

% 21 R
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i~ BFARH (23)
(l,1-—z & CH) =meesb0rn 1TEXZF)NEEREL
B #48F 68 > ASCHBRHLIR - ZREBR HREH L
BRE B E R LELEHTHIL S AEN=ZCEZI AT
/?ﬁ%(B-steOHh‘;’tﬁoé\{#i@iﬁ/ﬁ}’?;@%%éjﬁ»x:_i?
Bk - B ¥ ho B £ F10% NaCO; K & & A ¥pl &
R =& F R é%ﬁ R oo A A M B £Na,SO, E 3B 0 A B
F0.9 2C19%) = &2 F KR (R)-(3-m A-2-88 K)(1,1- =
A L A) D BB LA - B U NMR(500 MHz, CDCLy) 6
4.1-4.3(m, 2H), 4.05(b, 1H), 3.60-3.80(m, 4H),
2.4-2.9(m, 2H), 1.7-2.1(m, 2H), 1.4-1.5 (dd, 3H),
1.3-1.4(m, 3H), 1.2(m, 6H) -
EHIT (3-IN-(F =T & A ) mA]-2-8 8 KX](,1-=
CER AT B L E(RBEETEHIILESEDE TR H)
£-10C » 24 »THFG EA) 28 = 2 & & K(@3.0
T 20X F)BE R T EH A EBuULI(2.5 M4 » 2T K
* - 8.6%F 4 521 % ﬁ@) 10 4% A4 R EHE-T8
T B ARTIF(GGEA) $2(1, -~ R AT A)S
B B Lﬂa(él 80312 21,08 E F) B & - miEN-T8TC #® #
Aokl o % # huw 4 WTHF(15 £ ) ¥ 2 N-Boc- # i & ¥
R OAIEEE)ER - REAMNME BHERER
4 - wEBR(1.2H 212 F) > i RER
TR - -RERSHAE R F R EKE S B > % &=
B - KB U R FRER - KR - A 64 FH &R £MgSO, £
R RB > ABEF/L I ZH c 28 AR EB L

b

p
&

R

% 28 A
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B HARA (24)

B #H ABE B B ERLIL - W EBTRMFL 2L(T4%) 4
ﬂk(B—&%—Z—%%%)(l,l—;Li%)ﬁ&i z B - B
'"H NMR(300 MHz, CDCl,) 65.48(s, 1H), 4.10-4.30(m,
2H), 4.17(d, 2H), 3.60-3.80(m, 4H), 3.01-3.30(m,
2H), 1.52(d, 3H), 1.43(s, 9H), 1.32(t, 3H),
1.19Ct, 6H) -

FHII8 (2R)-3-C=F A AE)-2- f-1-F B(HR # T #5 1t
e T )

AR TR FaMLE(L. 3% »0.24 % F) ATHF(200 =
HF)F > BH T AHE-15TC » B F2R)-3-(=F A &)
-2- % A B F ES(56.6 % »0.19 % F)WTHF(250 & #4) m -
DI BRBRANBRESY AP EMEHF-10CATF - &2
Atk ERERZAYBEBETER > ELEEHEBELT N
B - A RERASAHEOCE DS LR AL 44 F K KRC300
EFH)F LR E - BB CE(2x 200% ) R £ KRR
TR A MK - ZAAKYE N2 NB#&200% 4 > pH &
2) » A E(2x 200 % F) kR KAB o K AB RE0% 4 A B K P 2
A b s iL(pH&10) » B A 2 B(3x 200 % ﬂ-)%iﬁx’
B m Kk EBM(10xn) %k BREEAARETREEF R 6%
AROR)-3-(=F £ A)-2-a-1- 5 8(48 % > 93%) -'H
NMR(300 MHz, CDCl,) 67.15-7.38(m, 10H), 4.65-4.78
(m, 0.5H), 4.48-4.58(m, 0.5H),.3.50-3.82 (m, 6H),
2.70-2.88(m, 2H) -

E 619 (2RO-3-mA-2-FA-1-m E(RHEFE f§'J54b/\%é'J‘F’

[l

.
-
i

e R
|’" IJI ": ' I ;||
MR MR T

{

%29 B
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EBRRHA (25)
B 4)

BEROQR)-3-=—F A B A)-2-RA-1-R8(29.2 5% > 0.11
;éfr)%aﬁ?moo%ﬁ) - 10 & BU% 4 R R (I]) %
(5.0%) > BRAH»MWAB®Parr®)k Z #H L » £ & £(55
psi) T# &6/ 8 - BB F o A A HF AT KR RLLSE-HEE N
Bk £®(Celite®)(20 %) % 18 & z,a;,b/—\%'#zbn~#t
¥ ARl R) 0 A4 b AR E K4 & 4TI
g - MRERASGHBEHN S B LORK B > }ﬁ@fgﬁgﬁ‘
(2R)-3- B A-2-R-1-m 8 > £ 2% % &b K(.6% >
96%) <'H NMR(300 MHz, CD,0D) 64.78-5.00(br s, 3H),
4.49-4.62(m, 0.5H), 4.32-4.46 (m, 0.5H), 3.54-3.70
(m, 2H), 2.70-2.96(m, 2H) -

EHI10 (2RYO-2-&-3- s A A A A Fo®E=TaERE
FHOS e P R )

B B2R)-3-m A-2-R-1-"82(4.6 % 49 % 2 F) »
20% =R A FER PT(I60ES) - Haxsmep(7T. 1% 51 £ &
E)hm N> HHRAMEIC - B —m B — % = TE(11.6
XSS EEF)p At AN c RS M MNWEZEEERRB
R RERRERSMERLE > mHwAK(IH0E ) % & o5
Bt K ER(EZEPE=3) - AR FRERAEH# Y
(2x 150 & H) » A F B4 L 3 tE - BREK £ REBE TR
% > E AR EBKOCR-2-R-3-2 R XA LA mFERE=TE8
(9.53% »100%)'H NMR(300 MHz, CDCl;) 64.82-5.04(br
s, 1H), 4.62-4.72(m, 0.5H), 4.48-4.58(m, 0.5H),

AR

e i

# 30 B
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EBARSA (26)
3.62-3.72(m, 2H), 3.32-3.62(m, 2H), 3.20-3.44(br
s, 1H), 1.48(s, 9H)°
T HII1] (2R)-2- A -3-= & K g F &8 ¥ = T &5 (R % T 65
4b/a\4hé@4=r’aﬁ%)
£ F R Ak 2(26.6% 0 0.39 X F)aE AN R T
) oo ma(102.5% " 0.39 % F) > RERA MW AL T B #HE H#*
10548 > 2% AZ0C 10454 M 5 mw=XEMC0
ﬁ.’039§—‘q:)4i79ﬁ[57m E/AFHEIOC R T - &34
(100 ZA) P 2(2R)-2-A-3- 2 A A A B F & % =
#

ﬁa(60.4i 0.3l EF)ER - RE2FHm(2R)-2- A-3-8 &
A A KT B BE 12 » A w =R F w200 HA) - £ R B R
Aﬁfh@ﬂ'i BERLITIH - RERBRAHWEEIN B ® &

+® % E B (50%)’1«1%?7]‘——--“‘737&7 /%’E/R@T/ﬁéfﬁ

MR HREBEREBHAA AT R AR &L - i E
A6 6B B(64.7T% > 68%) 2(2R)-2- f-3- s & A % 7 &
% = T 8 - |

'H NMR(300 MHz, CDCl,) 64.80-5.10(br s, 1H), 4.58-
4.72(m, 0.5H), 4.42-4.56(m, 0.5H), 3.48-3.70(m,
1H), 3.20-3.46(m, 3H), 1.48(s. 9H) -

E #0112 (28)-3-C=F m £)-2- & ‘?ﬁa(ﬁ‘aﬁ L 416 1t
/B I D)

AFQRR)-2-C=F m A)-3-5 A A8 F8(231.7% +0.77
EF) & NTHF(850 £ #) ¥ » & 1% & A £THF(400 & #) +

ZDAST(196 %L 1.2 B) Bk - Ak 24 * AHHRE

B SRR

4‘ 1}

% 31 B
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- BFARA (2D

1.0/ b o ETLC o 47 38 h R # 3 4 - 8 % 4 4
L
17

D

R A R
0C » &% whk(l.5#)B 1k RE & 4 /B K3 M F
Foo oo F fo th R R AL 4R/ MR R R 2] a4
BB LEFXRREHDLELERRTRE - RBRILAMWEYE S
RN OHT A BE B LB T F(1:4) kR 446 F o Ak AT 1L
e #(188.3 5% > 62%) -'H NMR(300 MHz, CDCl;) 67.18-
7.38(m, 10H), 5.12-5.17(m, 0.5H), 4.95-5.00(m,
0.5H), 3.81-3.87(m, 2H), 3.69(s, 3H), 3.49-3.55(m,
20), 2.90-3.12(m, 2H) -

T HI13 (28)-3-( = F m £)-2- l—lﬁﬁ%(*ﬁﬁ ; 156 1t
/B B D,

AR TRFAMAALANT.TH »0.81 3 F) »THF(400 &
F)F  BHFAHE-1I5C - B F(2S)-3-(=F m#A£)-2-
AR B F BE(188.35% 0 0.62% F)MTHF(400 £ ) ¥ » &
M ANREY - 2RHFER BRELAAHADER A
B B 3 B " TCaHEhEAEMHETE2RARE - #HRE
RAMEIC » EHE A H R ER00E ) # LR
° B —h k400 F 1% 0 N BEEE LB X BRRERASY
BB TRE A KA - B RBGHEN2 NBE B - k%
K= R - A80% & A 1t 4z B K4 K 4B & iL(pH&10) »

Be R - A B KB BM LR BELLEKRETE
AR R B KROLS)-3-(=F mA)-2--5-1- & 8(156.6 % -
92%) <'H NMR(300 MHz, CDCl,) 67.15-7.38(m, 10H),
4.65-4.78(m, 0.5H), 4.48-4.58 (m, 0.5H), 3.50-3.82

;’%?;

f‘rm

o
;%?;

Ifll ?ivllll r L4 X lf.

—~
P

!
=
—

al
L o

L e A Bk i atlli
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A~ AR (28)

(m, 6H), 2.70-2.88(m, 2H) -

HEHIl4 (28)-3-m K-2-F-1-ABE(RE T 6L H
o ¢ R )

HC2S)-3-(=F B A)-2-A-1-®8(39.1 % »0.14 &
)N BEBI0EAH)F - wl0E %4 & & ee(l]) s
(5.0%) > ERAH P WMEBECKEMHR L > » & A5 psi) F
O BRE - -BREFAHJBAS  BREYEBEHNEY R LC
FREB o o — M E D ALE(INDNBIEIRARTER LY
AEANLEKAHFETALIZ)IE - BEARAAH LS > F R
B EN B R ICHRBIE - TERAY T — HF &
At (II)(bR) » AT A4 B BITARALIZIHE - 2R
BREASYVEBEANBY R LIORB > REBETREEZF XX & &
R(2S)-3-p A-2-R-1- A 8(13.3 % »100%) -'H
NMR(300 MHz, CD,0D) 64.78-5.00(br s, 3H), 4.49-
4.62(m, 0.5H), 4.32-4.46(m, 0.5H), 3.54-3.70 (m,
2H), 2.70-2.96(m, 2H) -

K HI15 (28)-2-f-3-8 A A F o % = Tos(AR 3T 66
- B i D)

AF(28)-3- B A-2-R-1-mB5(38.6% »0.41 2 ) & »
25% — B br K k(1.4 9) > Ao B 49(60.1 % > 0.43 3
H) > 4@\ F v — w8 — % = TE(99.5% »0.46 % &) -
RePWHFBR - TLCHHHEEBHZTL2AE - EERR
B S M E B wK(300E ) 0 4 fo 6 Fo 58 BE £ 4F K
A xR(AHEEZpH=#3) - A A F R ERABRH =R > & % &

=

7

% 33 R’
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£ BHRA (29)
ML BB LERE TREBF EFHAKRS)-2-/A-3-8 7
A A Fog % = T8ECTI.5% »99%) -'H NMR(300 MHz,
CDC1;) 64.82-5.04(br s, 1H), 4.62-4.72(m, 0.5H),
4.48-4.58(m, 0.5H), 3.62-3.72 (m, 2H), 3.32-3.62
(m, 2H), 3.20-3. 44(br s, 1H), 1.48(s, 9H) -
T HII16 (285)-2- R-3-= & K oz F 8 ¥ = T &5 (R 3 T 416
it &4 &) ¥ #J)
FERF o Kok (19.8% > 0.29E F)m»n =& F »(9
) o mar(73.9% »0.29% F) > B ¥ B H R
W10 24 > RBEAHEIC 1054 MFHW=%XA
»0.29 2 %) > ﬁm"f‘*&ﬁlot WF &R E - & &
ARFRBO0ZEAH) F2(2S)-2-R-3- £ A A A 17
TEE(45.0% »0.23 ¥ B)x % - ﬁ&ﬁ%f&,/ﬁ\%ﬁ@ A
FHRHFIZNE - RERAMEBE I B % LORBE - 2
U RFRBF c EREBTREBER AR B E R W
AL R FRAER - LBEE LB BB K(29)-2- £-3-
e R A B F B E = TE(42.5% »62%) -'H NMR(300 MHz,
CDCly;) 64.80-5.10(br s, 1H), 4.58- 4.72(m, 0.5H),
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M B LB RAEESEES(4. 4% 'H NMR(300 MHz,
CDCI,) 64.94-4.54(m, 2H), 4.32-4.20(m, 2H),
3.82-3.54(m, 4H), 1.60-1.44(m, SH), 1.40-1.28(m,
31), 1.26-1.08(m, 6H) - |
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DR B CEE(0.TIn 44 A A EF & & AR -TH NMR
(300 MHz, CDCly) 65.78-5.24(m, 2H), 4.52-4.08 (m,
4H), 3.94-3.50(m, 4H), 1.62-1.51 (m, 3H), 1.50-
1.32(m, 3H), 1.42(s, 9H), 1.30-1.12 (m, 6H) -
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4.40-4.08(m, 4H), 3.90-3.26 (m, 6H), 1.66-1.52(m,
3H), 1.50-1.32(m, 3H), 1.44(s, 9H), 1.30-1.12(m,
6H) -
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R AEZFERBLUABEE CEIOEA)HZE - & KR RXIN
HC1(2x 200 & H) AR f RILM AR - FHE £ £G650,
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£ FR)(CEA A MEB]-2-# T8 8 -'H NMR(400 MHz,
CDCL,) 6 4.9-5.6(m, 1H), 4.7- 4.8(m, 1H), 4.2-4.4
(m, 4H), 3.6-4.0(m, 4H), 2.6- 2.9(Cm, 1H), 1.2-1.4
(m, 12H) -
T #1121 3-m K-2-R-1-F A-3-8 AA(=C & F A) &
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B3 E%E BRERERARREME - — KB ETEE>TB
EHERIMAZIOOELALERN  BEESLXFHEE RI0H
#220% % -
4 M BB R
[PHIGABA % 4 H & £ & & % &
X G R @s A RLER o4& RA(Zukin > £(1974)

| R

# 39 B




1228510

I~ ARA (35)
Proc. Natl. Acad. USA 71, 4802-4807) zSprague
Dawley #& & 2 A5 # # - &0lpe £[(1990) Eur. J.
PHarmacol. 187, 27-38]#% £ = [*H]GABA % ¥ #& & A96 3L
u B A200 M ATCI( =45 2w & A 8) & % (50 nM = 4
(=(f ¥ A)mAFH) pl 7.4 2.5 mM CaCl, 240 uM
BEw AN £ 420 nMPH]JGABA (7 E:3 Tera
Becquerel (TBq)/ £ & F) » B R it & % & B 280 &% x #
BHEBEAOETRTAR £ FEEHI2-2008%K% 0 A —96
LM EHE @B KRS (Skatron #Tomtec) N & & I} 3B K 4
B S(f R ek #BAE % VWallac) BB L2 F » ER T
AARO.IN R HTEHRE - B EMNLTC X450 nM = 18
(=Z=(x F)m A F) AR2.5 nM CaCl, 2pH 7.4 & # & #
o0 Rt £S5 C # K - B itMeltiLex B/HS B3 8 & h
(Wallac) & % £ » &£ —Microbeta BJ % 3 & % (Wallac)
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£3% 89125135 Q‘wﬁf A 8 G .
CRES & LI ENNC TES L RE Y o XY 4 XD

A ARBE AKX S

3,

EpnB-mA-2-ga L) B8N F kY HIZlLED
— K % EGABA, 2 B2 A B A N > M H BB A K EBHE K EL
o B EBBRAEE BABRE N BRETRILE N R
B AR RZEEERELA AL B LR S

AXEAME (B %4 - NEW AMINOPROPYLPHOSPHINIC ACIDS)

: Novel compounds of formula I, with the exception
# of the racemate of (3-amino-2-hydroxypropyl)

GABA, receptors, their pharmaceutically acceptable
salts, solvates and stereoisomers, as well as
processes for their preparation, pharmaceutical
compositions containing said therapeutically
active compounds and the use of said active
compounds 1in therapy.
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