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Description

Tiagabine hydrochloride /& —FHifiK7, & GAT-1 GABA HZ kg £er:amsl, X Ki E
N ~0.1 uM. Tiagabine hydrochloride XtZfilfA, & LML LT H 3HIGABA HIFHIRECEA I%
Rk BAEIMEIVE, 1C50 4390y 67+ 446 A1 182 nM. Tiagabine hydrochloride FAT#HZ: {47 5k

[H2](3]104105106]07] -

IC50 & Target[8]

TrkB

Cellular Effect

Cell Line Type Value Description

Inhibition of human GAT]I transfected in CHO cells assessed
0.049
CHO ICso as [3H]JGABA uptake after 20 mins by liquid scintillation
uM
counting analysis

In Vitro

Tiagabine (0.1 ® M) hydrochloride A il # o it J J2 A 6T GABA IMERIL (40314 50%
1 60-68%)[2]-

Tiagabine (0.1-5 1 M) hydrochloride T {#4" PCI12 41 {1414 0% %2 258 huntingtin (htt)
P MR 4]

Tiagabine (20-100 1 M, 1 h) hydrochloride AI#2%: 1| mM MPP+ AbFE[Y) SH-SYSY 41U 175
#[5].

Tiagabine (25 min) hydrochloride Il HEK293 #iJfi s & ik )/ GAT1 X [3H]GABA [(f14%
H, 1C50 A 0.07 wM[6].

In Vivo

Tiagabine hydrochloride (2-5 mg/kg, FEIEVESS, R —K) X N171-82Q Fl R6/2 1L [ /s
BT B AR E, ATz slae )y, A 2= 4 i e ek (4]
Tiagabine hydrochloride (5 mg/kg, MEIEES) 6 MPTP A1 LPS 7 3 (1MH S A% /s A EY 2 21
TR SOR AN BN AL FIPE 90D 2 ELRE REA 22 70 R R [5] -
Tiagabine hydrochloride £ B £/ BRI HASRY (3-30 mg/kg, FEFEVEN) o o 77 & A it
PEFUREAE, AR/ REERE T SR OB AR (BBRARES, 3-10 mg/kg, HEIEHEN(7].
Tiagabine (0.5-2 mg/kg, BEHEHEYSF, 21 K) hydrochloride TT#fifi] Pentylenetetrazole 75 f1/)N B
iR B, FFEILET BDNE/TrkB A A28 SR bR S EGEAT A A Z (8] -
Animal Model: Tight ligation of L5 and L6 spinal nerves innervating the left hindpaw
was performed using aseptic techniques in rats[7]
Dosage: 7.2,24.3, and 72.8 pmol/kg (3, 10, and 30 mg/kg)
Administration: Intraperitoneal injection (i.p.)
Result: Increased response threshold to tactile stimulation at the highest dose

of tiagabine (72.8 umol/kg) at both 15 and 30 min after injection.

Animal Model: Male mice[7]

Dosage: 0.2,0.7,2.4,7.2, and 24.3 umol/kg (0.1, 0.3, 1, 3, 10 mg/kg)
Administration: Intraperitoneal injection (i.p.)

Result: Significantly increased foot-licking latency in the hot-plate test at 7.2

and 24.3 umol/kg.

Significantly increased jump latency at 24.3 umoles/kg.



https://www.medchemexpress.cn/javascript:goCoordinate('cpd_References1');
https://www.medchemexpress.cn/javascript:goCoordinate('cpd_References1');
https://www.medchemexpress.cn/javascript:goCoordinate('cpd_References1');
http://www.shyuanye.com

iR 0T

RIRET AR TR AT

Shanghai yuanye Bio-Technology Co., Ltd
HLE: 021-61312973 & E: 021-55068248
P4ik:  www.shyuanye.com

HR#: shyysw@sina.com

Solvent&Solubility

S i S

DMSO " FE : 125 mg/mL (303.39 mM; A BhIE; WRIRE DMSO X 7= i (¥ 7 fif A7 .35 5%
R, S AT ) DMSO)

H20 HHIHMRIE 100 mg/mL (242.71 mM; #8775 BIE)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.4271 mL 12.1356 mL 24.2713 mL
Stock Solutions 5 mM 0.4854 mL 2.4271 mL 4.8543 mL
10 mM 0.2427 mL 1.2136 mL 2.4271 mL

SRR = S TE AN [ A 77 o KV AR REE PR I I VA RIS B 48 — LRI, WA,
S VR R R 7 it R

i A7 7 SRATARR . -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture). -80°C
TEAEIE, HAE 6 DA RRE, -20°C fA7IS, W 1A WA

e WESEROKME ARSI, WRRETMERE, FA 022 um MEBHL IR S A .
BYLL

ARG SRS 27 2 SR PE 2 TR AT R

AR VAR DT S S6% B8 In Vitro J7 sURCHIVENE (065 490, FEARVCA I BIE 7
——APRESEIO G R AT R, VR (68 2 T DRIB AR 40, &M IRAE s RS AR, &
WS BIRC, 2 R

DA VAU SR 14 T 4 LU 1 A 7R 7 A TC ) 28 TP PR s B PR TR R b s BT L T
TG, AT DU /s 1) 7 N BhiE

JE
KT A P 7
Solubility: > 2.08 mg/mL (5.05 mM); EIHIER

W7 RS >2.08 mg/mL (HERIFERKD MR HEET.

PL1mL TAEGCAE], B 100 pL 20.8 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥157; Fi BRI 50 uL Tween-80, JREII5]; ARG ARSI 450 L AFHK EEE 1

10% DMSO — 40% PEG300 — 5% Tween-80 — 45% Saline

mL.

A KRR ¥ 0.9 g SN, BT ddH.0 FERZE 100 mL, A LAFS RIS % B (10 A4 B 4R K
WL

P -
T A P 7
Solubility: > 2.08 mg/mL (5.05 mM); EiHTER

W7 EAHAS >2.08 mg/mL CHERIFERKD MR HEER.

PL1mL TAEGCAE], B 100 pL 20.8 mg/mL {77 DMSO fifi & nF] 900 uL 20% [ SBE-B-CD
A EAOKIE T, BEHA.

2 g SBE-B-CD (Wi TRt B-HMIKS) MPAREAT 10mL MAEHEKE, SEAeBMERBEY.

TR =
KT A P )
Solubility: > 2.08 mg/mL (5.05 mM); EiHIER

W7 R ARG > 2.08 mg/mL CHIRIERAD MEEER, M7 9250 ITE A A LA L3 sestm
A .

PL1mL TAEGCAE, B 100 pL 20.8 mg/mL [H77EH DMSO & inE] 900 uL F oK, REH
5.

10% DMSO —  90% (20% SBE-B-CD in Saline)

10% DMSO  —  90% Corn Oil
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SEREAE BRI IR -
AL B A R (X AR PE A 6 2B IV AT A0 — LAV, WD IRAF 30 G R SR 8

e

AR ARA7 )5 sSURIBR : -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture). -80°C %72, i54E 6 AN H
WAER, -20°C figf7if, e 1AM H M.

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE

1 mM 2.4271 mL 12.1356 mL 24.2713 mL 60.6781 mL

5 mM 0.4854 mL 2.4271 mL 4.8543 mL 12.1356 mL
10 mM 0.2427 mL 1.2136 mL 2.4271 mL 6.0678 mL
15 mM 0.1618 mL 0.8090 mL 1.6181 mL 4.0452 mL

DMSO

20 mM 0.1214 mL 0.6068 mL 1.2136 mL 3.0339 mL
25 mM 0.0971 mL 0.4854 mL 0.9709 mL 2.4271 mL
30 mM 0.0809 mL 0.4045 mL 0.8090 mL 2.0226 mL
40 mM 0.0607 mL 0.3034 mL 0.6068 mL 1.5170 mL
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50 mM 0.0485 mL 0.2427 mL 0.4854 mL 1.2136 mL
60 mM 0.0405 mL 0.2023 mL 0.4045 mL 1.0113 mL
80 mM 0.0303 mL 0.1517 mL 0.3034 mL 0.7585 mL
100 mM 0.0243 mL 0.1214 mL 0.2427 mL 0.6068 mL

vk

vire
fN

PR ARAE il & MR E LIRS, BH 0.22 pm [IERR IS JERR 1R 5 H] .
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