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Vepdegestrant

Chemical Properties

CAS No. :
Formula:

Molecular Weight:

Storage:

Biological Description

Description

Targets(1C50)

In vitro

In vivo

Solubility Information

Solubility

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

Vepdegestrant (ARV-471) is a selective and highly potent estrogen receptor (ER, ESR1)
PROTAC degrader with strong degrading activity against the ER protein. By directly
degrading the ER protein rather than merely antagonizing its activity, vepdegestrant
effectively inhibits the ER signaling pathway and demonstrates significant antitumor
activity in ER-positive (ER*) breast cancer, with a DC50 value of approximately 2 nM. It is
particularly effective against tumors harboring ESR1T mutations.

Estrogen Receptor/ERR,PROTACs

Methods: MCF7 cells were treated with 100 nM Vepdegestrant for 0-24 hours, followed
by Western blot analysis to detect ER expression.
Results: ER degradation occurred rapidly, with >80% ER degraded within 4 hours. [1]

Methods: MCF7 breast cancer cells were orthotopically transplanted into mice.
Vepdegestrant (10 mg/kg/day) was administered orally once daily for 3 consecutive
days. The mice were euthanized 18 hours after dosing, and tumor tissue was collected
for Western blot analysis of ER levels.

Results: Vepdegestrant caused a =290% reduction in intratumoral ER levels. [1]
Methods: MCF7, T47D, and other ER+ breast cancer cells were treated with
Vepdegestrant (ARV-471) and stimulated with 10 ng/mL IFN-y for 24 hours; cell surface
MHC-I expression was detected by flow cytometry.

Results: As a novel selective estrogen receptor degrader (SERD), vepdegestrant
significantly reversed the inhibitory effect of estrogen on IFN-y-induced MHC-I
expression and effectively upregulated the levels of key antigen-presenting molecules.

(2]

DMSO: 15.28 mg/mL (21.11 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 (4.56 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
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In vivo Formulation 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.

Preparing Stock Solutions

1mg 5mg 10mg
TmM 1.3814 mL 6.907 mL 13.8141 mL
5mM 0.2763 mL 1.3814 mL 2.7628 mL
10 mM 0.1381 mL 0.6907 mL 1.3814 mL
50 mM 0.0276 mL 0.1381 mL 0.2763 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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