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Target Research area
113-HSD Metabolic Disease
Molecular formula C,,H;,FN.O,S STRUCTURE
Molecular weight 543.6530
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DESCRIPTION

SKI2852 is a potent, selective and orally active 11B-hydroxysteroid dehydrogenase type 1 (11B8-HSD1) inhibitor with
IC50s of 1.6 nM and 2.9 nM against mHSD1 and hHSD1, respectively .

BIOLOGICAL ACTIVITY

In Vitro
SKI2852 inhibits 11B-HSD1 with an IC50 of 4.4 = 0.5 nM in HEK293 cells stably transfected with human 11B-HSD1
cDNA.

The amide carbonyl group of SKI2852 established a central hydrogen bond interaction with the hydroxyl side chain
of Serl70, one of the key residues (Serl70, Tyrl83, and Lys 187) that define the catalytic triad for 11p-HSD1
activity.

In Vivo

SKI2852 (20 mg/kg; oral; once daily for 25 days) significantly reduces blood glucose and HbAlc levels and improved

the lipid profiles in ob/ob mice.

SOLUBILITY

soluble in DMSO
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