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Structure

Background

198481-32-2

1-[[4-[2-(azepan-1-yl)ethoxy]phenyl]methyl]-2-(4-hydroxyphenyl)-3-methylindol-5-ol

CC1=C(N(C2=C1C=C(C=C2)0)CC3=CC=C(C=C3)OCCN4CCCCCC4)C5=CC=C(C=C5
)O

M. Wt 470.6

C30H34N203

Soluble in DMSO Storage Store at -20°C

For obtaining a higher solubility , please warm the tube at 37 °C and shake it in the
ultrasonic bath for a while.Stock solution can be stored below -20°C for several months.

Evaluation sample solution : ship with blue ice All other available size: ship with RT , or
blue ice upon request.

Bazedoxifene is a selective estrogen receptor modulator (SERM) with IC50 value of 26 and 99 nM for
estrogen receptora and B, respectively [1].
Bazedoxifene is a SERM used for the prevention and treatment of post menopausalo steoporosis

Caution: Product has not been fully validated for medical applications. For research use only.
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which is caused by the loss of endogenous levels of estrogens. It is developed as a third-generation
SERM which can reduce the vertebral and nonvertebral fracture risk and have no stimulatory effects
on breast or uterus. Bazedoxifene is an estrogen receptor ligand with an indole-based core binding
domain. It binds to both ERa (IC50 value of 23nM) and ERB (IC50 value of 85nM), exhibited agonist
activity in bone, cardiovascular system and CNS while exhibited antagonist activity in breast and
endometrium. It competitively inhibited the binding of 17B-estradiol to both ERx and ERp [1, 2 and 3].
In MCF?7 cells, treatment of bazedoxifene showed no ER agonist activity and no effect on the cell
proliferation. However, it suppressed the 173-estradiol -induced transcriptional activation and cell
proliferation [3].

In ovariectomized rats, administration of bazedoxifene at dose of 0.3 or 3.0 mg /kg daily for 6 weeks
resulted in the protection of skeleton from bone loss with increased bone mineraldensity. In addition,
the compression strength of the fifth lumbar vertebra was significantly improved by bazedoxifene.
Moreover, administration of bazedoxifene at dose 0f3.0 mg /kg/day showed modest stimulatory
effects on rat uterine with small increase in wet uterine weight. Bazedoxifene also had no ER agonist
effects on rat vasomotor activity [2 and 3].
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