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• Adrenocortical Insufficiency 

Severe hypoglycemia has been reported when abiraterone acetate was 
administered to patients with pre-existing diabetes receiving medications 
containing thiazolidinediones (including pioglitazone) or repaglinide. 

In the combined data of 5 randomized clinical trials, grade 3–4 ALT or AST 
increases (at least 5× ULN) were reported in 6% of 2230 patients who 
received abiraterone acetate, typically during the first 3 months after 
starting treatment. Patients whose baseline ALT or AST were elevated 
were more likely to experience liver test elevation than those beginning 
with normal values. Treatment discontinuation due to ALT and AST 
increases or abnormal hepatic function occurred in 1.1% of 2230 patients 
taking abiraterone acetate. In these clinical trials, no deaths clearly related 
to abiraterone acetate were reported due to hepatotoxicity events.

Hypoglycemia

• Hypokalemia, Fluid Retention, and Cardiovascular Adverse Reactions               
due to Mineralocorticoid Excess

The safety and efficacy of abiraterone acetate have not been established 
in females. Based on animal reproductive studies and mechanism of 
action, abiraterone acetate can cause fetal harm and loss of pregnancy 
when administered to a pregnant female.

Embryo-Fetal Toxicity

Adverse Reaction:

Hypokalemia, Fluid Retention, and Cardiovascular Adverse Reactions 
due to Mineralocorticoid Excess

Adrenal insufficiency occurred in 0.3% of 2230 patients taking 
abiraterone acetate and in 0.1% of 1763 patients taking placebo in the 
combined data of the 5 randomized, placebo-controlled clinical studies. 
Adrenocor tical insufficiency was repor ted in patients receiving 
abiraterone acetate in combination with prednisone, following 
interruption of daily steroids and/or with concurrent infection or stress. 
Monitor patients for symptoms and signs of adrenocortical insufficiency, 
particularly if patients are withdrawn from prednisone, have prednisone 
dose reductions, or experience unusual stress. Symptoms and signs of 
adrenocortical insufficiency may be masked by adverse reactions 
associated with mineralocorticoid excess seen in patients treated with 
abiraterone acetate.

Adrenocortical Insufficiency

Hepatotoxicity

Warning:

gonadotropin-releasing hormone (GnRH) analog concurrently or should 
have had bilateral orchiectomy. Abiraterone acetate must be taken on an 
empty stomach, at least one hour before or at least two hours after a meal. 
The tablets should be swallowed whole with water. Do not crush or chew 
tablets.

Abiraterone acetate may cause hypertension, hypokalemia, and fluid 
retention as a consequence of increased mineralocorticoid levels 
resulting from CYP17 inhibition. Monitor patients for hypertension, 
hypokalemia, and fluid retention at least once a month. Control 
hypertension and correct hypokalemia before and during treatment with 
abiraterone acetate.

Excipients........................................................q.s.

Abiraterone acetate is converted in vivo to abiraterone, an androgen 
biosynthesis inhibitor, that inhibits 17 α-hydroxylase/C17,20-lyase 
(CYP17). This enzyme is expressed in testicular, adrenal, and prostatic 
tumor tissues and is required for androgen biosynthesis. CYP17 
catalyzes two sequential reactions: 1) the conversion of pregnenolone 
and progesterone to their 17α-hydroxy derivatives by 17α-hydroxylase 
activity and 2) the subsequent formation of dehydroepiandrosterone 
(DHEA) and androstenedione, respectively, by C17, 20 lyase activity. 
DHEA and androstenedione are androgens and are precursors of 
testosterone. Inhibition of CYP17 by abiraterone can also result in 
increased mineralocorticoid production by the adrenals.

Abiraterone acetate is indicated in combination with prednisone for the 
treatment of patients with

Each uncoated tablet contains:
Abiraterone Acetate IP ................................250 mg

Composition:

Description:
Abiraterone acetate, the active ingredient of abiraterone acetate is the 
acetyl ester of abiraterone. Abiraterone is an inhibitor of CYP17 (17α-
hydroxylase/C17,20-lyase). Each abiraterone acetate tablet contains 
either 250 mg or 500 mg of abiraterone acetate. Abiraterone acetate is 
designated chemically as (3β)-17-(3-pyridinyl) androsta-5,16-dien-3-yl 
acetate and its structure is:

Clinical Pharmacology:

Indication and Use:

• Metastatic castration-resistant prostate cancer (CRPC)
• Metastatic high-risk castration-sensitive prostate cancer (CSPC)

Dosage and Administration:
Recommended Dose for Metastatic CRPC
The recommended dose of abiraterone acetate is 1,000 mg (two 500 mg 
tablets or four 250 mg tablets) orally once daily with prednisone 5 mg 
orally twice daily.
Recommended Dose for Metastatic High-risk CSPC
The recommended dose of abiraterone acetate is 1,000 mg (two 500 mg 
tablets or four 250 mg tablets) orally once daily with prednisone 5 mg 
administered orally once daily.
Important Administration Instructions
Patients receiving abiraterone acetate should also receive a 

Abiraterone Acetate Tablets IP
 250mg

To be sold by retail on the Prescription of an oncologist / Cancer Hospital / Institution only. 
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• Increased Fractures and Mortality in Combination with Radium Ra 223 
Dichloride

Based on animal studies, abiraterone acetate may impair reproductive 
function and fertility in males of reproductive potential.

In a dedicated drug interaction trial, co-administration of rifampin, a 
strong CYP3A4 inducer, decreased exposure of abiraterone by 55%. 
Avoid concomitant strong CYP3A4 inducers during abiraterone acetate 
treatment. If a strong CYP3A4 inducer must be co-administered, increase 
the abiraterone acetate dosing frequency

Safety and effectiveness of abiraterone acetate in pediatric patients have 
not been established.

Pregnancy

Drugs that Inhibit or Induce CYP3A4 Enzymes

Effects of Abiraterone on Drug Metabolizing Enzymes

Use in Specific Population:

Lactation:
The safety and efficacy of abiraterone acetate have not been established 
in females. There is no information available on the presence of 
abiraterone acetate in human milk, or on the effects on the breastfed child 
or milk production.

• Hepatotoxicity 

Females and Males of Reproductive Potential

Based on in vitro data, abiraterone acetate is a substrate of CYP3A4.

Contraception

The safety and efficacy of abiraterone acetate have not been established 
in females. Based on findings from animal studies and the mechanism of 
action, abiraterone acetate can cause fetal harm and potential loss of 
pregnancy.There are no human data on the use of abiraterone acetate in 
pregnant women. In animal reproduction studies, oral administration of 
abiraterone acetate to pregnant rats during organogenesis caused 
adverse developmental effects at maternal exposures approximately ≥ 
0.03 times the human exposure (AUC) at the recommended dose.

Abiraterone acetate is an inhibitor of the hepatic drug-metabolizing 
enzymes CYP2D6 and CYP2C8. In a CYP2D6 drug-drug interaction trial, 
the Cmax and AUC of dextromethorphan (CYP2D6 substrate) were 
increased 2.8- and 2.9-fold, respectively, when dextromethorphan was 
given with abiraterone acetate 1,000 mg daily and prednisone 5 mg twice 
daily. Avoid co-administration of abiraterone acetate with substrates of 
CYP2D6 with a narrow therapeutic index (e.g., thioridazine). If alternative 
treatments cannot be used, consider a dose reduction of the concomitant 
CYP2D6 substrate drug.

Drug Interactions:

Males
Based on findings in animal reproduction studies and its mechanism of 
action, advise males with female partners of reproductive potential to use 
effective contraception during treatment and for 3 weeks after the final 
dose of abiraterone acetate 
Infertility

Pediatric Use

Geriatric Use
Of the total number of patients receiving abiraterone acetate in 
randomized clinical trials, 70% of patients were 65 years and over and 
27% were 75 years and over. No overall differences in safety or 
effectiveness were observed between these elderly patients and younger 
patients. Other reported clinical experience has not identified differences 
in responses between the elderly and younger patients, but greater 
sensitivity of some older individuals cannot be ruled out.

Patients with Hepatic Impairment
The pharmacokinetics of abiraterone were examined in subjects with 
baseline mild (N=8) or moderate (N=8) hepatic impairment (Child-Pugh 
Class A and B, respectively) and in 8 healthy control subjects with normal 
hepatic function. The systemic exposure (AUC) of abiraterone after a 
single oral 1,000 mg dose of abiraterone acetate increased by 
approximately 1.1-fold and 3.6-fold in subjects with mild and moderate 
baseline hepatic impairment, respectively compared to subjects with 
normal hepatic function.

No dosage adjustment is necessary for patients with renal impairment.

Overdose:

There is no specific antidote. In the event of an overdose, stop abiraterone 
acetate, undertake general supportive measures, including monitoring 
for arrhythmias and cardiac failure and assess liver function.

Human experience of overdose with abiraterone acetate is limited.

Storage: Store at a temperature not exceeding 30°C. Protect from light 
and Moisture.

Shelf Life: 2 Years.

How to Supplied: Abiraterone 250: 30 Tablets and 120 Tablets, supplied 
in HDPE Container in a mono Carton along with leaflet.

Patients with Renal Impairment

KEEP OUT OF REACH OF CHILDREN.
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