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INTRODUCTION

RESULTS

RESULTS

HMPL-500, a potent and selective EZH1/EZH2 dual inhibitor, demonstrates superior anti-tumor activity 
in preclinical models of hematological malignancies and solid tumors
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• Biochemical activity and selectivity
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±

• In vitro tumor cell growth inhibition

• In vivo pharmacokinetics/pharmacodynamics (PK/PD) 

• In vivo anti-tumor efficacy in multiple hematological and solid tumor xenograft models   
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 HMPL-500 exhibited more complete H3K27 methylation inhibition than tazemetostat 

 HMPL-500 showed robust in vitro anti-proliferation activity against multiple hematological and solid 
tumor cell lines, and arrested G1 phase cell cycle in KARPAS-422 tumor model

 HMPL-500 inhibited EZH1 and EZH2 enzyme catalytic activity with high potency and selectivity

 HMPL-500 robustly suppressed H3K27Me3 in a dose- and concentration-
dependent manner 

 HMPL-500 demonstrated stronger anti-tumor activity than valemetostat at the same dose level and than tazemetostat at lower dose level in 
multiple tumor models

• Cellular inhibition of EZH1 and EZH2 activity

±

 HMPL-500 displayed more sustained H3K27Me3 inhibition than tazemetostat and valemetostat

 HMPL-500 potently suppressed cellular H3K27M3 with nanomolar IC50
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 HMPL-500 showed higher and long-lasting tumor 
exposure compared to valemetostat
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