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Description

BARS01 /& @ik Bt i GPBARI #Eh7, EC50 {54 1 1M,

IC50 & Target

EC50: 1 1M (GPBARD[1].

Cellular Effect

Cell Line Type Value Description
Agonist activity at GP-BAR1 (unknown origin) in human
HEK293 cells assessed as receptor transactivation at 100 nM to
HEK293 ECso 1.03 uM
50 uM incubated for 16 hrs by CRE-driven luciferase reporter

gene assay

In Vitro

BARS5O01 is a selective GPBARI agonist devoid of FXR agonistic activity. It effectively transactivates
GPBARI1 in HEK293 cells overexpressing a CRE along with GPBAR1, with an EC50 of 1 1 M. Exposure

of GLUTAg cells to BAR501 (10 1 M) increases the expression of GLP-1 mRNA by 2.5 folds[1].

In Vivo

Pretreating rats for 6 days with BAR501, 15 mg/kg, reduces basal portal pressure and blunts the
vasoconstriction activity of norepinephrine. Pretreatment with BARS501 attenuates the hepatic vasomotor
activity induced by shear stress and methoxamine. Administration of BAR501 exerts a direct vasodilatory
activity in the CCI4 model. Treating mice with BAR501 at the dose of 15 mg/Kg reduces portal pressure and

AST plasma levels. BAR501 attenuates endothelial dysfunction by regulating CSE expression/activity[1].

Solvent& Solubility

S L S

Ethanol VAR : 120 mg/mL (295.10 mM; 8  Bhv)

DMSO HHJIEfRIE : = 50 mg/mL (122.96 mM; WRIRH DMSO 7= f VAR IE A B35 50, 184
B DMSO)

* "=" means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.4592 mL 12.2959 mL 24.5918 mL
Stock Solutions 5mM 0.4918 mL 2.4592 mL 4.9184 mL
10 mM 0.2459 mL 1.2296 mL 2.4592 mL
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ARG SRR 27 2 PG 2 T AT R

AR VAR TT S S6 % B8 In Vitro 77 sURCHIVEE (065 490, FRARVCA I BVE 7
——ARIES A RO PTG, B IR T DURIB AR 46 0F, ISR RSB TR, &
WEBLHBE, 2R

DA VAU SR 1 T 4 LU 8 A 70 7 A TC ) 28 TP PR s B FE TSR A b s BT L T
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FE

KPR INEERMYER:  10% EtOH  —  90% (20% SBE- B -CD in Saline)

Solubility: = 3 mg/mL (7.38 mM); ¥ i &
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BT RATIRAS = 3 mg/mL CHURIEERFD TH R

L 1mL TAEMCHE], B 100 L 30.0 mg/mL FI¥E EtOH f##n% 900 nL20% [ SBE-B
-CD AEHEAOKEWR &, REBH.

2 g SBE-B-CD (FT Mk B-HWK) BMAEAET 10mL REMESKS, BEEMEEHTEN.

L -

WEIRF IS AR 10% EtOH —  90% Corn Oil

Solubility: = 3 mg/mL (7.38 mM); &5

LT EEHRAE = 3 mg/mL GUAIRERSED MWIE W, 75 2 seme FWITE A UL R s seie iy

.

P ImL TAERCAHI, B 100 v L30.0 mg/mL A9¥TE EtOH fif&WnEl 900 wL FKihf, BE
Bi5).

R =

R F RN FER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.5 mg/mL (6.15 mM); &%

PR RAIHRE = 2.5 mg/mL R RAD IR .

L 1mL TAEMCHE], B 100 wL25.0 mg/mL HIFETE DMSO f###M%E 400 uwLPEG300 #1, &
G5 B ER A RPN 50 1w L Tween-80, JBEIA: SFHMALIMAN 450 wL AFEK &

A% ImL.

A EHKEEH: K 0.9 ¢ MMM, AT ddH: O FFEEZE 100 mL, A LIS RIS A E
IKIEW

F%E N

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

Solubility: = 2.5 mg/mL (6.15 mM); &% ¥

W EATHAG = 2.5 mg/mL GRURIBERAD AIETHEER.

L 1mL TAEWCHE], B 100 1L 25.0 mg/mL HJ¥EE DMSO f###8n% 900 »L20% [ SBE-B
-CD AFEHAKEW T, BEHA.

2 g SBE-B-CD (BT Mk B-HWKE) MAEART 10mL AEMEKS, SEBMBEETEN.
ESEN

KPR IEEFIE R 10% DMSO  —  90% Corn Oil

Solubility: = 2.5 mg/mL (6.15 mM); V&% A

S5 ARG = 2.5 mg/mL CHERIBERFD HIEEER, L7 Z 98 MM A bl s sk

LONEREIE
L ImL TAERCAHI, B 100 uL25.0 mg/mL [I7E5H DMSO fE#30ME] 900 wL Tk, 1BE
Bi5).

[1]. Renga B, et al. Reversal of Endothelial Dysfunction by GPBAR1 Agonism in Portal Hypertension
BEXER Involves a AKT/FOXOA1 Dependent Regulation of H2S Generation and Endothelin-1. PLoS One. 2015 Nov

5;10(11):e0141082.
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AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 2.4592 mL 12.2959 mL 24.5918 mL 61.4794 mL
5mM 0.4918 mL 2.4592 mL 4.9184 mL 12.2959 mL
10 mM 0.2459 mL 1.2296 mL 2.4592 mL 6.1479 mL
15 mM 0.1639 mL 0.8197 mL 1.6395 mL 4.0986 mL
20 mM 0.1230 mL 0.6148 mL 1.2296 mL 3.0740 mL
25 mM 0.0984 mL 0.4918 mL 0.9837 mL 2.4592 mL

IDMSO/ Ethanol

30 mM 0.0820 mL 0.4099 mL 0.8197 mL 2.0493 mL
40 mM 0.0615 mL 0.3074 mL 0.6148 mL 1.5370 mL
50 mM 0.0492 mL 0.2459 mL 0.4918 mL 1.2296 mL
60 mM 0.0410 mL 0.2049 mL 0.4099 mL 1.0247 mL
80 mM 0.0307 mL 0.1537 mL 0.3074 mL 0.7685 mL
100 mM 0.0246 mL 0.1230 mL 0.2459 mL 0.6148 mL



http://www.shyuanye.com

	产品名称：BAR501
	CAS号：1632118-69-4
	产品货号：S87657

