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2-thiazolidinone bromodomain inhibitor for BRD3 and BRD4, Compound 40a (Zhao et al. 2013)
c1(cces1)C(=0)Nc1cc(cc(cT)NS(=0)(=0)c1cces1)cT[nH]c(=0)sc1
N-(3-(2-ox0-2,3-dihydrothiazol-4-yl)-5-(thiophene-2-ulfonamido)phenyl)thiophene-2-
carboxamide

367.42

C18H17N5025

1355554-28-7

>95%

White to Yellow Crystalline Powder

Room Temperature (25 °C)

+4°C

Soluble in anhydrous solvents

No toxicity known

ASIS-P017, published as Compound 40a (Zhao et al. 2013), is a 2-thiazolidinone
bromodomain inhibitor with high affinity for BRD3 and BRD4 (IC50 of 0.23 + 0.04
UM, ALPHAScreen®) as well as lesser affinity for BRD2, and a short half-life of
approximately 5 minutes in liver microsomes (Sharp et al. 2014). Histone
modification plays a vital role in epigenetic regulation and is increasingly being
studied as a mechanism and potential drug target for a variety of diseases including
some carcinomas, leukemia, various inflammatory diseases and HIV. Lysine
acetylation of histones is mediated by proteins containing a bromodomain, an
approximately 110 amino acid conserved domain. Many of these bromodomain
proteins, including BRD3, BRD4, CREBBP, TIF1a, ATAD2, and SMARCAA4 are studied
for their roles in disease and pathology.
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