
Data Sheet (Cat.No.T14549)

Keep away from direct sunlight
Powder: -20°C for 3 years | In solvent: -80°C for 1 year
Actual storage temperature shall be subject to the COA.

Storage：

Molecular Weight： 946.02

Formula： C48H55N11O10

CAS No. : 2140289-17-2

BETd-246
Chemical Properties

Biological Description

Description BETd-246 is an inhibitor of second-generation and PROTAC-based BET bromodomain
(BRD), show antitumor activity.

Targets(IC50) Epigenetic Reader Domain,PROTACs

In vitro BETd-246 treatment (0-100 nM, 1-3 h) leads to a dose-dependent reduction of BRD2,
BRD3, and BRD4 in TNBC cell lines, with optimal effects observed at 30-100 nM for 1 hour
or 10-30 nM for 3 hours. BETd-246 (100 nM, 24/48 hours) significantly inhibits growth
and induces apoptosis in MDA-MB-468 cell lines. Additionally, BETd-246 (100 nM, 24
hours) causes marked cell cycle arrest and apoptosis in TNBC cell lines[1]. It induces
rapid, time-dependent downregulation of MCL1 protein in all evaluated TNBC cell lines
and exhibits stronger apoptosis induction than BETi-211.

In vivo BETd-246 (5 mg/kg, IV, 3 times per week for 3 weeks) effectively inhibits WHIM24 tumor
growth, similar to the antitumor activity of BETi-211 at a higher dose with more frequent
administration. BETd-246 exhibits limited drug exposure in xenograft tumor tissue in
MDA-M-231 and MDA-MB-468 models[1]. A dose of 10 mg/kg induces partial tumor
regression during treatment without apparent toxicity.

Solubility Information

Solubility DMSO: 200 mg/mL (211.41 mM),Sonication is recommended.
(< 1 mg/ml refers to the product slightly soluble or insoluble)

In vivo Formulation 10% DMSO+90% Corn Oil: 5 mg/mL (5.29 mM),Sonication is recommended.
Please add the solvents sequentially, clarifying the solution as much as possible before adding the next one.
Dissolve by heating and/or sonication if necessary. Working solution is recommended to be prepared and
used immediately. The formulation provided above is for reference purposes only. In vivo formulations may
vary and should be modified based on specific experimental conditions.
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A DRUG SCREENING EXPERT

Preparing Stock Solutions

1mg 5mg 10mg

1 mM

5 mM

10 mM

50 mM

1.0571 mL 5.2853 mL 10.5706 mL

0.2114 mL 1.0571 mL 2.1141 mL

0.1057 mL 0.5285 mL 1.0571 mL

0.0211 mL 0.1057 mL 0.2114 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in
different solvents. Please use it as soon as possible.

Note: The dilution table applies only to solid products. For liquid products, please calculate the stock solution based
on the stated concentration and/or density.

Reference
Bai L, et al. Targeted Degradation of BET Proteins in Triple-Negative Breast Cancer. Cancer Res. 2017 May 1;77(9):
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