Data Sheet (cat.no.T115300) TarQEthI

H3B-6545

Chemical Properties

CAS No. : 2052130-80-8

Formula: C30H29F4N502

Molecular Weight: 567.58

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

Storage:

Biological Description

Description

Targets(1C50)

In vitro

In vivo

H3B-6545 is a selective estrogen receptor covalent antagonist (SERCA) that is orally
available. As a novel class of ERa antagonists, H3B-6545 is used in the study of
metastatic breast cancers, such as estrogen receptor-positive (ER), human epidermal
growth factor receptor 2-negative (HER2-) breast cancer.

Estrogen Receptor/ERR,Estrogen/progestogen Receptor

H3B-6545 is a highly selective small molecule that potently antagonizes wild-type and
mutant ERa in biochemical and cell-based assays. In vitro comparisons with standard of
care and other experimental agents demonstrated increased cellular potency of H3B-
6545 under both continuous and washout treatment conditions.[1]

H3B-6545, orally administered once daily, demonstrated potent activity and superior
efficacy to fulvestrant in the MCF-7 xenograft model, with maximal antitumor activity at
doses >10-fold below the maximum tolerated dose in mice. In addition, H3B-6545
demonstrated superior antitumor activity to tamoxifen and fulvestrant in xenograft
models of estrogen receptor-positive breast cancer, including models harboring ERa
mutations. In nonclinical safety studies in rats and monkeys, H3B-6545 was well
tolerated over a wide dose range and at exposures significantly exceeding those
required for efficacy in mouse xenograft models.[1]

Solubility Information

Solubility

In vivo Formulation

DMSO: 80 mg/mL (140.95 mM),Sonication is recommended.
(< 1 mg/mlrefers to the product slightly soluble or insoluble)

10% DMS0+40% PEG300+5% Tween-80+45% Saline: 3.3 mg/mL (5.81 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
TmM 1.7619 mL 8.8093 mL 17.6187 mL
5mM 0.3524 mL 1.7619 mL 3.5237 mL
10 mM 0.1762 mL 0.8809 mL 1.7619 mL
50 mM 0.0352 mL 0.1762 mL 0.3524 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.
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