IR AR A R A A
Shanghai yuanye Bio-Technology Co., Ltd
Mg 021-61312973 1HEH . 021-55068248

R ] Mk: www.shyuanye.com

MR4H: shyysw@sina.com

PER & FR: GSK2981278
FEi R4 : GSK2981278

EX /e

Description

GSK2981278 is a potent and selective RORy inverse agonist. GSK2981278 inhibits activation of

the il17 promoter and interferes RORy-DNA binding!™.

IC50 & Target

RORy!"

In Vitro

GSK2981278 markedly and potently inhibits IL-17A and IL-22 protein secretion in a concentration
dependent manner (IC50 = 3.2 nM) during 5 days of culture under Th17 skewing conditions!'l.

GSK2981278 (0.3, 1, 3, 10, 30, 100, 300, 1000 pM; 5 day) potently and selectively inhibits IL-17 and IL-22
levels. Culture in the presence of 23 nM GSK2981278 led to a near-complete inhibition of IL-17A protein

secretionl'l.

In Vivo

GSK2981278 (1% in ointment; topically; for three days) reduces skin redness and scaling, as well as
decreased hyperplasia, as evidenced by a 23% reduction in epidermal thickness. GSK2981278 attenuates

inflammation in a mouse model of psoriasis[1].

Animal Model: BALB/c JByRj Female Mice (8 week-old at study initiation; imiquimod (IMQ) mouse

model) [1]

Dosage: 1%

Administration: In ointment; topically; for three days

Result: Reduced skin redness and scaling, as well as decreased hyperplasia, as evidenced

by a 23% reduction in epidermal thickness.

Solvent&Solubility

In Vitro:
DMSO : 2100 mg/mL (216.63 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.1663 mL 10.8317 mL 21.6633 mL
Stock Solutions 5 mM 0.4333 mL 2.1663 mL 4.3327 mL
10 mM 0.2166 mL 1.0832 mL 2.1663 mL
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1 FF A INAERIAT: 10% DMSO—40% PEG300 —~5% Tween-80 — 45% saline

Solubility: =2 2.5 mg/mL (5.42 mM); Clear solution
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M7 RTFRAS 2 2.5 mg/mL (5.42 mM, TERTEEARA) RIS IAT .
LA mL TAERCA), B 100 pl 25.0 mg/mlL (7 DMSO fi# % IKINE] 400 uL PEG300 1, &40

EiRfRZ PN 50 uL Tween-80, &S] RSN 450 pL AFLERAGEAZE 1 mbs

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

Solubility: = 2.5 mg/mL (5.42 mM); Clear solution

M7 RTFRAS 2 2.5 mg/mL (5.42 mM, TERTEEARE) IS IAT .

PL 4 mL TAER ], B 100 pL 25.0 mg/mL 95 DMSO %8N 900 uL 20% ¥ SBE-B-CD £
HER KA, IREIA .

A KIF I IR R: 10% DMSO  —90% corn oil

Solubility: = 2.5 mg/mL (5.42 mM); Clear solution
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s,

BL1mL TR, B 100 ul 25.0 mg/mL 9755 DMSO f4&Tn%E] 900 pL Fokulidr, WRA#A.
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