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TPOP146 is a selective CBP/P300 benzoxazepine bromodomain inhibitor with Kd values of 134 nM and

Description
5.02 pM for CBP and BRD4.
IC5¢ & Target IC50: 134 nM (CBP); 5.02 uM (BRD4)[1]
Exposure to 1 yM TPOP146 results in a significant decrease of recovery half-life that is comparable to the
In Vitro construct that contained the bromodomain inactivating mutation N1168F, demonstrating that TPOP146
targets the CBP bromodomain in the nucleus and is capable of competing with acetyl-lysine mediated
interactions of the CBP bromodomain in cellular environments[1].
In Vitro:
DMSO : 2 100 mg/mL (207.65 mM)
*">" means soluble, but saturation unknown.
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.0765 mL 10.3825 mL 20.7650 mL
Stock Solutions 5mM 0.4153 mL 2.0765 mL 4.1530 mL
10 mM 0.2076 mL 1.0382 mL 2.0765 mL
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VISR I IR ): 10% DMSO—~40% PEG300 —5% Tween-80 — 45% saline

Solubility: = 2.5 mg/mL (5.19 mM); Clear solution

HeJ7 AR 2 2.5 mg/mL (5.19 mM,  TRLATEE AR ) S AR -

P mL AR, B 100 pL 25.0 mg/mL [ DMSO 4 inE] 400 uL PEG300 1, JR& 5%
[ FR R RPN 50 uL Tween-80, VRAIS);: SRE4REIIN 450 uL A3 /K EA S 1 mL.

2R IR 10% DMSO— 90% (20% SBE-B-CD in saline)

Solubility: = 2.5 mg/mL (5.19 mM); Clear solution

HeJ7 AR 2 2.5 mg/mL (5.19 mM,  PRLFTEE AR AT S E TR .
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A KIFI IR R]: 10% DMSO - —90% corn oil

Solubility: = 2.5 mg/mL (5.19 mM); Clear solution

BET7RTERAT 2 2.5 mg/mL (5.19 mM, YERIREAREN) BRI, BT RANE F T SRR TR A B R
.

L1 mL TAER 6], B 100 pL 25.0 mg/mL [3#5% DMSO f§ &% 900 L Fkiheh, REL4.
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Kinase Assay

Proteins are buffered in 10 mM HEPES, pH 7.5, 500 mM NaCl and assayed in a 96-well plate at a final
concentration of 2 uM in 20 pL volume. Compounds (TPOP146) are added at a final concentration of 10
UM. SYPRO Orange (Molecular Probes) is added as a fluorescence probe at a dilution of 1:1000.
Excitation and emission filters for the SYPRO Orange dye are set to 465 and 590 nm, respectively. The
temperature is raised with a step of 3°C per minute from 25 to 96°C, and fluorescence readings are taken

at each interval[1].
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