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Product Introduction

UNC1999

UNC1999 is a potent, orally bioavailable and selective inhibitor of EZH2 and EZH1 with IC50 of 2 nM and
45 nM, respectively, showing >1000-fold selectivity over a broad range of epigenetic and non-epigenetic

targets.
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Biological Activity

UNC1999 is highly potent for both EZH2 Y641N and EZH2 Y641F mutants in vitro. UNC1999 causes
concentration-dependent reductions of H3K27me3 in MCF10A cells with IC50 of 124 nM , while shows low
cellular toxicity. UNC1999 displays potent, concentration-dependent inhibition of cell proliferation with
EC50 of 633 nM in a DLBCL cell line harboring the EZH2Y641N mutant. In addition, biotinylated UNC1999
enriches EZH2 from HEK293T cell lysates, and thus may be used in chemoproteomics studies. [!]

Note: Products protected by valid patents are not offered for sale in countries where the sale of
such products constitutes a patent infringement and its liability is at buyer’s risk. This item is only
for R&D purpose not for commercial business in kilos. Buyers should overview the patent issue in
their countries.



Treatment of UNC1999 (150 and 50 mg/kg, i.p.) results in the plasma concentrations of UNC1999 above
its cellular IC50 over 24 hours in vivo. In addition, UNC1999 is also orally bioavailable in mice, which
makes chronic animal studies more practical and convenient. [!]

The first orally bioavailable inhibitor against wild-type and mutant EZH2 as well as EZH1.
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