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Description
Raloxifene is a Selective Estrogen Eeceptor Modulator (SERM) 

agreed for use in the prevention and treatment of osteoporosis in 
postmenopausal women. SERM interacts with estrogen receptors, 
acting as an beside in some tissues and an antagonist in others. 
Raloxifene is quickly absorbed from the gastrointestinal tract and 
undertakes extensive glucuronidation. The volume of circulation is 
2348 L/kg for a single oral dose of 30,150 mg, and the mean half-life 
is 32.5 hours. In postmenopausal women, raloxifene had estrogen 
effects on bone turnover and increased bone mineral density. It 
reduces the risk of fractures in women with osteoporosis. Raloxifene 
also reduces breast cancer risk and completely disturbs blood lipid 
markers of cardiovascular disease. Raloxifene is generally well 
tolerated; the most common side effects are hot flashes and leg 
cramps. A serious side effect is venous thrombosis.

The recommended dose is 60 mg/day orally regardless of meals. 
Ultimately, information about cardiovascular benefits or breast cancer 
will determine a future role for raloxifene. Raloxifene is an alternative 
to traditional hormone replacement therapy for the prevention and 
treatment of osteoporosis in some postmenopausal women.

Uses of Raloxifene
Raloxifene is used by women to prevent and treat bone loss 

(osteoporosis) after menopause. It decelerates bone loss and helps to 
keep bones strong and less possible to break. Raloxifene may also 
decrease the risk of certain types of breast cancer (invasive breast 
cancer) after menopause. Raloxifene is not an estrogen hormone, but 
it acts like estrogen in certain parts of your body, such as your bones. 
In other parts of the body (uterus and breasts), raloxifene acts as an 
estrogen blocker. It does not relieve symptoms of menopause such as 
hot flashes. Raloxifene belongs to a class of drugs known as 
Selective Estrogen Receptor Modulators (SERMs). This medicine 
should not be used before menopause. Raloxifene drugs are used to 
deal with and prevent osteoporosis in postmenopausal women. 
Raloxifene drugs lessen the hazard of vertebral fractures in women 
with postmenopausal osteoporosis. Raloxifene should not be used to 
prevent heart disease.

Mechanism of action

In bone, endogenous estrogen normally regulates several DNA 
response factors, including gene-encoding transforming growth factor 
3 (TGFβ3), which is a cytokine incorporated into the bone matrix. 
TGFβ3 plays a role important in bone remodeling by working with 
other cytokines to induce the production of osteoclasts, such as IL63, 
and by reducing osteoclast activity. Estrogen generally maintains 
bone integrity by inhibiting osteoclast obtaining cytokines and 
counteracting the osteolytic and Ca2+ mobilization activities of 
parathyroid hormone. In contrast, estrogen promotes osteoblast 
proliferation, increases production of TGFβ3 and bone 
morphogenetic proteins, and inhibits apoptosis. ERE and a separate 
DNA target, the Raloxifene-Reactive Element (RRE).

It occupies the same ER-ligand binding site as estrogen. Upon 
binding, raloxifene causes a change in the receptor's conformation, 
allows direct binding to transcription. through intermediaries The 
ERE and the specific DNA target Raloxifene Response Element 
(RRE).occupy the same ER ligand binding site as estrogen. After 
binding, raloxifene induces receptor conformational change. Control 
of direct binding to transcription elements via accessory proteins. 
Increased expression of bone matrix proteins such as alkaline 
phosphatase, osteonectin, osteocalcin, and collagen is observed . 
The aganist or antagonist effect of raloxifene depends on the extent 
to which coactivators and corepressors are mobilized to the Estrogen 
Receptor (ER) target gene promoter acts as an estrogen receptor in 
breast tissue-an antagonist that diminishes the estrogen-dependent 
proliferative effect of epithelial cell proliferation. In addition to its 
antiproliferative effect, raloxifene prevents the building of cytokines 
and the enrolment of macrophages and lymphocytes to tumor 
masses.

This paper concludes that the Raloxifene has been shown to have 
beneficial effects on selected organs in postmenopausal females. 
Estrogen continues to be the drug of choice for hormone therapy in 
most postmenopausal women, but raloxifene may be an alternative in 
certain groups of women at risk for osteoporosis
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