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SB-657510 is a selective urotensin II (UII) receptor (UT) antagonist. The Ki values are 61, 17, 30, 65 and 56

nM for human, monkey, cat, rat and mouse receptors, respectively. SB-657510 exerts anti-inflammatory

Description

effects by inhibiting Ull-induced upregulation of inflammatory mediators such as adhesion molecules,
cytokines, and tissue factor in human vascular endothelial cells[1][2].
SB-657510 P UIl %51 U937 1 EA.hy926 40 IS K (34 0. SB-657510 (1 uM; 0.5-8
hours) FELIT A 40 rh UL -SSR T-RE[1].
SB-706375 (1-10000 nM) # 10 nM hU-II 3|#2 [Ca2+]i 151, IC50 A 180 nM[2].
Western Blot Analysis[1]

In Vitro
Cell Line: EA.hy926 cells (Ull-induced)
Concentration: 1 uM
Incubation Time: 0.5, 1, 2, 4, 8 hours
Result: Remarkably decreased the Ull-induced protein expression of tissue factor.
SB-657510 il i A 7 O £ 155 3 X0 3l K GRS AR B AL RIOREE PR3 A SR S K SR B AL PRt e (1]

In Vivo SB-657510 Ab¥E (30 mg/kg/K) HEIRF/ANR (HEME Apoe KO /NR) F3hik H iR 1L ERK /KT &% F¢
1&[3]
4H S

Solvent&Solubility DMSO ¥ ARIZ < 100 mg/mL (197.70 mM; #2875 BiA; WK DMSO X7 i ME iR A B 3% 5
e, i FHT T 3 (1) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.9770 mL 9.8851 mL 19.7703 mL
Stock Solutions 5 mM 0.3954 mL 1.9770 mL 3.9541 mL
10 mM 0.1977 mL 0.9885 mL 1.9770 mL

AR 7 AN RV R P R R S PR A IS VA IS I A — BRI, TR AR, B
ST R R I R P R
i %R A7 77 SURBIFR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 4 H PAlifll, -20°C
fibfEit, AE 1 ANH PEA .
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AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 1.9770 mL 9.8851 mL 19.7703 mL 49.4257 mL
5mM 0.3954 mL 1.9770 mL 3.9541 mL 9.8851 mL
10 mM 0.1977 mL 0.9885 mL 1.9770 mL 4.9426 mL
15 mM 0.1318 mL 0.6590 mL 1.3180 mL 3.2950 mL
20 mM 0.0989 mL 0.4943 mL 0.9885 mL 2.4713 mL
25 mM 0.0791 mL 0.3954 mL 0.7908 mL 1.9770 mL

DMSO

30 mM 0.0659 mL 0.3295 mL 0.6590 mL 1.6475 mL
40 mM 0.0494 mL 0.2471 mL 0.4943 mL 1.2356 mL
50 mM 0.0395 mL 0.1977 mL 0.3954 mL 0.9885 mL
60 mM 0.0330 mL 0.1648 mL 0.3295 mL 0.8238 mL
80 mM 0.0247 mL 0.1236 mL 0.2471 mL 0.6178 mL
100 mM 0.0198 mL 0.0989 mL 0.1977 mL 0.4943 mL
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