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Description

CPI-360 is a potent, selective EZH2inhibitor with IC50 of 0.5 nM and 2.5 nM nM for wt EZH2 and Y641N
EZH2, respectively. IC50 value: 0.5 nM, 2.5 nM Target: EZH2 in vitro: CPI-360 functions on the basis of
S-adenosyl-Lmethionine (SAM)-competition, inhibits EZH1 about 100-fold less and shows exquisite
selectivity across a large panel of histone lysine and arginine, and DNA methyltransferases. CPI-360
potently reduced global H3K27me3 and H3K27me2 levels in a dosedependent manner. CPI-360 effectively
suppressed heavy H3K27me3 incorporation in KARPAS-422 cells without affecting total histone turnover.
CPI-360 treatment causes time-dependent transcriptional changes in germinal center B cell-like diffuse
large B cell lymphoma. in vivo: Twice daily, subcutaneous administration of 200 mg/kg of CPI-360 reduced
tumor growth (TGI 44%) of KARPAS-422 xenografts in mice without affecting body weight or causing any
overt adverse effects. CPI-360 completely inhibits EZH2 catalytic activity, since we entirely suppress

H3K27me3 turnover over time.

Solvent&Solubility

In Vitro:
DMSO : > 48.9 mg/mL (111.76 mM)

*">" means soluble, but saturation unknown.

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.2856 mL 11.4278 mL 22.8556 mL
Stock Solutions 5mM 0.4571 mL 2.2856 mL 4.5711 mL
10 mM 0.2286 mL 1.1428 mL 2.2856 mL
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15 KT RN R A]: 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (5.71 mM); Clear solution

PTTE RIS = 2.5 mg/mL (5.71 mM, FEAIEERA) HIVETATR

PL 1 mL TAEBCN], B 100 ul 25.0 mg/mL 17 DMSO fif##0m#] 400 uL PEG300 ', B&55%

) kR R 50 pL Tween-80, JR&II5]: SAJE4 SN 450 pL AEEEER/KERE 1 mL.

2K F IR FIER]:  10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (5.71 mM); Clear solution
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3AB K P AINA R 10% DMSO  —~90% corn oil

Solubility: 2 2.5 mg/mL (5.71 mM); Clear solution

7R3k 2 2.5 mg/mL (5.71 mM, HIRIEEARKN) (WIS, 7 RANE T 9850 FYIZE A H PR
PR

DLt mL TAERCAH], B 100 pL 25.0 mg/mL [¥)#{% DMSO fi##UnE] 900 pL TR+, REEIS .
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