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GSK256066 (2,2,2-trifluoroacetic acid)
GSK 256066 Trifluoroacetate

EX /e

GSK 256066 Trifluoroacetate (GSK256066 2,2,2-trifluoroacetic acid) is a selective and

Description high-affinity phosphodiesterase 4 (PDE) inhibitor, with an ICs, of 3.2 pM for PDE4B; developed for the
treatment of chronic obstructive pulmonary diseasel'l.
IC50 & Target IC50: 3.2 pM (PDE4B)!"

GSK 256066 Trifluoroacetate (GSK256066 2,2,2-trifluoroacetic acid) is an exceptionally high-affinity
inhibitor of PDE4 designed for inhaled administration('l.

In Vitro GSK 256066 Trifluoroacetate is highly selective for PDE4, with >380,000-fold versus PDE1/2/3/5/6
and >2500-fold against PDE7, and inhibits PDE4 isoforms A-D with equal affinity!".
GSK 256066 Trifluoroacetate inhibits tumor necrosis factor a production by lipopolysaccharide
(LPS)-stimulated human peripheral blood monocytes with 1Cs, of 0.01 nMI"l.
GSK 256066 Trifluoroacetate (GSK256066 2,2,2-trifluoroacetic acid; 0.3-100 pg/kg; intratracheally) inhibits
the eosinophil number increased in the bronchoalveolar lavage (BAL) in a dose-dependent fashion, in
lipopolysaccharide (LPS)- and ovalbumin (OVA)-induced acute pulmonary inflammation rat models./2.
GSK 256066 Trifluoroacetate inhibits LPS-induced pulmonary neutrophilia, and no emetic episodes are

In Vivo observed in ferretsl2.

Animal Model: Male Brown Norway rats(180-200 g)®!

Dosage: 0.3-100 pg/kg

Administration: Intratracheally; 30 minutes before and 6 hours after ovalbumin challenge

Solvent&Solubility

Result: Inhibited the increase in eosinophil number in the BAL in a dose-dependent fashion.
In Vitro:
DMSO : 50 mg/mL (79.04 mM; Need ultrasonic)
1 mg 5mg 10 mg
Concentration
Preparing 1 mM 1.5808 mL 7.9038 mL 15.8075 mL
Stock Solutions 5mM 0.3162 mL 1.5808 mL 3.1615 mL
10 mM 0.1581 mL 0.7904 mL 1.5808 mL
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VAE KT IR INEEFA ). 10% DMSO—~40% PEG300 —~5% Tween-80 — 45% saline
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Solubility: = 3.25 mg/mL (5.14 mM); Clear solution

W RT3 2 3.25 mg/mL (5.14 mM, VLRI A A (9T

P4 mL AR, B 100 uL 32.5 mg/mL 5% DMSO fif4&-0in%] 400 uL PEG300 1, R&HI5
FiR R & 50 L Tween-80, R&IIE]: SRE4EIMA 450 pL AEEEER/KEAE 1 mL.

2RI IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 3.25 mg/mL (5.14 mM); Clear solution
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