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Description GSK180736A is a G protein-coupled receptor kinase 2 (GRK2) inhibitor with an 1C50 of 0.77 uM.
ICsp & Target ROCK1 GRK2
100 nM (ICso) 770 1M (ICs0)
GSK180736A is a compound structurally similar to paroxetine that is developed as a ROCK inhibitor, is
shown to be an even more potent and selective inhibitor of GRK2 with an IC50 of 0.77 uM and more than
In Vitro 100-fold selectivity over other GRKs. ROCK1 is a potential therapeutic target in the treatment of

cardiovascular diseases such as hypertension. GSK180736A is a weak inhibitor of PKA with an IC50 of 30

uM, but highly potent against ROCK1 (IC50=100 nM)[1].

Solvent&Solubility

In Vitro:
DMSO : 2 30 mg/mL (82.11 mM)

* "2" means soluble, but saturation unknown.

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.7370 mL 13.6851 mL 27.3703 mL
Stock Solutions 5 mM 0.5474 mL 2.7370 mL 5.4741 mL
10 mM 0.2737 mL 1.3685 mL 2.7370 mL
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1 ABW IR INAERIIEA:  10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline

Solubility: 2 2.5 mg/mL (6.84 mM); Clear solution

U7 RAT3RAG 2 2.5 mg/mL (6.84 mM, YRIFEARK) B IRR
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25T IR INAEFNA R 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: 2 2.5 mg/mL (6.84 mM); Clear solution
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A KIFIR IR R]: 10% DMSO  —90% corn oil

Solubility: = 2.5 mg/mL (6.84 mM); Clear solution

BET7 RIS 2 2.5 mg/mL (6.84 mM, YERIEAREN) BIMEIE IR, BET7 RANE F T SRR P A B R
L.

L1 mL TAER 6], B 100 uL 25.0 mg/mL 354 DMSO fi§ &% 900 L Fkieh, REe#4.
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ERS%E:
Cardiac myocytes are isolated from LV free wall and septum of C57/BI6 mice. Cells are treated with
Cell Assay isoproterenol (0.5 pM) for 2 min for the recording of contraction, with pretreatment of either PBS as vehicle
or paroxetine (10 pM), 215022 (0.1, 0.5, 1, 10 1 M), 215023 (0.1, 0.5, 1, 10 uM), 224064 (0.1, 0.5, 1, 10
uM), and GSK180736A ( 0.5, 1 pM), for 10 min[1].
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