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Description

SB 525334 is a potent and selective transforming growth factor 1 receptor (ALKS5) inhibitor with an ICs, of
14.3 nM.

IC50 & Target

IC50: 14.3 nM (ALKS5)[1]

SB525334 (1 uM; for 15 minutes before stimulating with 0.625 ng/ml of TGF-B1, assesses after 6 days)
inhibits TGF-B1-mediated proliferation of familial idiopathic pulmonary arterial hypertension (iPAH)

pulmonary artery smooth muscle cells (PASMCs) at an IC50 of 295 nM [2].

Cell Proliferation Assay[2]

In Vitro Cell Line: PASMC cells
Concentration: 1uM
Pre-incubated for 15 minutes (before stimulating with 0.625 ng/ml of TGF-31),
Incubation Time:
assessed after 6 days
Inhibited TGF-B1-mediated proliferation of familial iPAH PASMCs at an 1C5, of 295
Result:
nM.
SB525334 (3-30 mg/kg; p.o.; daily from days 17 to 35) significantly reverses pulmonary arterial pressure in
a rat model of pulmonary arterial hypertension (PAH)[2].
In Vivo Animal Model: Adult male Sprague-Dawley rats (MCT rat model of pulmonary hypertension)[2]

Dosage: 3, 30 mg/kg

Administration: Oral administration; daily from days 17 to 35

Reduced the proportion of fully muscularized vessels to 28% at 3 mg/kg and
Result:
returned fully muscularized vessel distribution beyond that seen at day 17 and

approaching the phenotype observed in saline-exposed controls at 30 mg/kg.

Solvent&Solubility

In Vitro:

DMSO : 2 46 mg/mL (133.95 mM)

* ">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1mM 29119 mL 14.5594 mL 29.1189 mL
Stock Solutions 5mM 0.5824 mL 2.9119 mL 5.8238 mL
10 mM 0.2912 mL 1.4559 mL 2.9119 mL
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VBT R INERER:  10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.08 mg/mL (6.06 mM); Clear solution

W5 ZER k48 2 2.08 mg/mL (6.06 mM, YEFIEEARD) HIETE AR

PL 1 mL TAEMBCNB], B 100 pL 20.8 mg/mL % DMSO fiti & #UINE] 400 uL PEG300 i, R4 1590
AR RN 50 uL Tween-80, TRAIIA]: RJE4kEMAN 450 pL AF K EAE 1 mL.

205 F IR F: 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: =2 2.08 mg/mL (6.06 mM); Clear solution
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