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Product Introduction

Fulvestrant

Fulvestrant is an estrogen receptor (ER) antagonist with IC50 of 0.94 nM.

Technical Data:

Molecular
Weight 606.77
(MW):

Formula: C32H47F503S

Solubility DMSO 100 mg/mL
(25°C)
* <1 mg/ml
means Water <1 mg/mL
slightly
soluble or
. Ethanol 100 mg/mL
insoluble:
Purity: >98%

3 years -20°CPowder
Storage:

6 months-80°Cin DMSO

CAS No.: 129453-61-8

Biological Activity

Fulvestrant is an effective inhibitor of the growth of ER-positive MCF-7 (with IC50 of 0.29 nM) but with no
effect on the growth of ER-negative BT-20 human breast cancer cells. Fulvestrant causes accumulation of
cells in GO/G1 and also reduces the proportion of cells capable of continued DNA synthesis. [*] Fulvestrant
competitively inhibits binding of oestradiol to the estrogen receptor. Fulvestrant blocks nuclear localization
of the ER through impairing receptor dimerisation, and energy-dependent nucleo-cytoplasmic shuttling.
Because of the instability of fulvestrant-ER complex, the binding of Fulvestrant with ER finally results in
accelerated degradation of the ER protein. 2 Fulvestrant (10 nM) not only decreases IGF-IR mRNA levels

but also decreases the half-life. 3! Treatment with 100 uM Fulvestrant leads to a time dependent increase
Note: Products protected by valid patents are not offered for sale in countries where the sale of
such products constitutes a patent infringement and its liability is at buyer’s risk. This item is only
for R&D purpose not for commercial business in kilos. Buyers should overview the patent issue in
their countries.



of TNFR1 and TRADD steady-state mRNA levels in MCF-7 cells. ! Fulvestrant is capable of
down-regulating androgen receptor expression and diminishes androgenic responses in LNCaP human
prostate cancer cells. Fulvestrant also significantly attenuates R1881-stimulated growth by 70%. [
Fulvestrant is able to modulate mitosis and cell death in immature cerebellar neurons via rapid activation
of MAPK. 6]

Fulvestrant is devoid of uterotropic activity, and when co-administered with estradiol, it effectively blocks
the uterotropic action of estradiol with ED50 of 0.06 mg/kg/day s.c. in immature female rats. A single s.c.
injection of 5 mg of Fulvestrant suspension blocks completely the growth of MCF-7 xenografts. The
growth of transplants of the BrlO human breast tumor is also suppressed effectively by 10 uM Fulvestrant.
[ Fulvestrant (10 mg/rat, s.c.) reduces the androgen receptor expression, ERK1/2 phosphorylation and
cell proliferation in the rat ventral prostate. [’ Fulvestrant also displays anti-angiogenesis in the chick egg
chorioallantoic membrane. !
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