Adverse Effects and Precautions

As for androgens and anabolic steroids in general (see Testoster-
one, p.2130).

As with other 17a-alkylated compounds, methandienone is asso-
ciated with hepatotoxicity and hepatic function should be moni-
tored during therapy. It should probably be avoided in patients
with hepatic impairment, and certainly if this is severe.

Uses and Administration

Methandienone has anabolic and some androgenic properties
(see Testosterone, p.2131). It has little progestogenic activity.
Methandienone has been given orally as an anabolic drug.
Preparations

Proprietary Preparations (details are given in Part 3)
Pol.: Metanabol; Thai.: Anabol; Danabolt; Melic

Methyl-|-testosterone ®

| 7B-Hydroxy-17a-methyl-5a-androst- [ -en-3-one; MIT.
MeTua-|-TecTocTepoH

CyoH300, = 302.5.

CAS — 65-04-3.

Profile
Methyl-1-testosterone is an anabolic steroid (see Testosterone,
p.2129) that appears to be widely abused by body-builders.

O References.

Health Canada. Health Canada warns consumers not to use sup-
plements containing methyl-1-testosterone due to potential seri-
ous health risks (issued February 2006). Available at: http:/
www.hc-sc.gc.ca/ahc-asc/media/advisories-avis/2006/
2006_06_e.html (accessed 13/11/07)
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Methyltestosterone @an vy &

Methyltestosteron; Méthyltestostérone; Methyltestosteronum;
Metiltestosterona; Metiltestosteronas; Metiltesztoszteron; Mety-
lotestosteron; Metyltestosteron; Metyylitestosteroni; NSC-9701.
| 7B-Hydroxy- | 7a-methylandrost-4-en-3-one.
MeTuATecTOCTEPOH

CyoH300, = 302.5.

CAS — 58-18-4.

ATC — GO3BA02.

ATC Vet — QGO3BA02; QGO3EKO!.

(e}

Pharmacopoeias. In Chin., Eur. (see p.vii), Int., Jpn, and US.
Ph. Eur. 6.2 (Methyltestosterone). A white or slightly yellow-
ish-white, crystalline powder. Practically insoluble in water;
freely soluble in alcohol. Protect from light.

USP 31 (Methyltestosterone). White or creamy-white, odour-
less, slightly hygroscopic, crystals or crystalline powder. Practi-
cally insoluble in water; soluble in alcohol, in ether, in methyl al-
cohol, and in other organic solvents; sparingly soluble in
vegetable oils. Protect from light.

Adverse Effects and Precautions
As for androgens and anabolic steroids in general (see
Testosterone, p.2130).

As with other 17a-alkylated compounds, methyltesto-
sterone can produce a cholestatic hepatitis with jaun-
dice, and has caused peliosis hepatis and hepatic neo-
plasms (see below). Methyltestosterone should be used
with caution in patients with liver impairment, and is
probably best avoided if this is severe. Liver function
should be monitored during therapy.

The symbol T denotes a preparation no longer actively marketed

Effects on the liver. Reports of peliosis hepatis® and liver
damage?* associated with methyltestosterone.

See also under Malignant Neoplasms, below.
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Pregnancy. For reference to virilisation of a female fetus whose
mother received methyltestosterone during pregnancy, see
p.2131.

Interactions
As for androgens and anabolic steroids in general (see
Testosterone, p.2131).

Pharmacokinetics

Methyltestosterone is absorbed from the gastrointesti-
nal tract and from the oral mucosa. It undergoes less
extensive first-pass hepatic metabolism than testoster-
one after oral doses, and has a longer half-life.

Uses and Administration
As for androgens and anabolic steroids in general (see
Testosterone, p.2131).

Methyltestosterone is effective when given orally; its
effect is increased about twofold when given buccally,
as this avoids first-pass hepatic metabolism.

Suggested doses of methyltestosterone for androgen
replacement therapy in male hypogonadism (p.2079)
have been 10 to 50 mg daily orally or 5 to 25 mg daily
buccally. Doses of 50 to 200 mg daily orally or 25 to
100 mg daily buccally have been given for metastatic
breast carcinoma (p.661) in postmenopausal women.
Oral doses of 1.25 to 2.5 mg daily, for 21 days of a 28-
day cycle, have been given with oestrogens for the
short-term treatment of menopausal vasomotor symp-
toms (p.2077) unresponsive to oestrogens alone.

Preparations
USP 31: Methyltestosterone Capsules; Methyltestosterone Tablets.

Proprietary Preparations (details are given in Part 3)
USA: Android; Testred; Virilon.

Multi-ingredient: Austria: Pasuma-Dragees; Braz.: Gabecon Mf; Tes-
tonust; Chile: Delitan; Feminova-T; Fin.: Potentolf; Hong Kong: Wari-
Procomil; India: Mixogen; Mex.: Bigenol; Thai.: Hormone Multicapt;
Horont; Men Hormone; Wari-Procomilt; UK: Prowess; USA: Covaryx;
Estratest; Syntest.

Mibolerone (BAN, UsAN, INN) ®

Mibolerona; Mibolérone; Miboleronum; NSC-72260; U-10997.
| 78-Hydroxy-7a, | 7-dimethylestr-4-en-3-one.

MwborepoH

CyoH300, = 302.5.

CAS — 3704-09-4.

Mepitiostane/Nafarelin Acetate 2117

(e}

Pharmacopoeias. In US for veterinary use only.

USP 31 (Mibolerone). A white to off-white powder. Practically
insoluble in water; slightly soluble in chloroform, in dioxan, and
in dichloromethane.

Profile
Mibolerone is an androgen that is used in veterinary practice as a
contraceptive for female dogs. It also has anabolic properties.

Nafarelin Acetate aanw, Usan, i) @

Acetato de nafarelina; Nafareliiniasetaatti; Nafarelin Asetat; Na-
farelinacetat; Nafaréline, Acétate de; Nafarelini Acetas; D-
Nal(2)®-LHRH acetate hydrate; RS-94991298. 5-Oxo-L-prolyl-L-
histidyl-L-tryptophyl-L-seryl-L-tyrosyl-3-(2-naphthyl)-D-alanyl-L-
leucyl-L-arginyl-L-prolylglycinamide acetate hydrate.
HadapeanHa AueTat

CesHazN|70,3xCH,04,yH, 0.

CAS — 76932-56-4 (nafarelin); 86220-42-0 (nafarelin
acetate).

ATC — HOICAO02.

ATC Vet — QHOICAO2.

5—0x0Pro—His—Trp—Ser—Tyr —N----C----C—Leu—Arg—Pro—GlyNH
H

1

H o

(nafarelin)

Adverse Effects and Precautions
As for Gonadorelin, p.2106.

Effects on electrolytes. Severe hyperkalaemia occurred in a
woman receiving nafarelin therapy for uterine fibroids.! Despite
serum-potassium greater than 10 mmol/litre she had no symp-
toms and the electrocardiogram was normal. Hyperkalaemia re-
solved without treatment on stopping nafarelin.

1. Hata T, et al. Severe hyperkalaemia with nafarelin. Lancet 1996;
347: 333.

Interactions
As for Gonadorelin, p.2107.

Pharmacokinetics

Nafarelin is rapidly absorbed on intranasal use with
peak plasma concentrations achieved within 20 min-
utes of a dose, although bioavailability is only about
3%. The plasma half-life is about 3 to 4 hours. Nafare-
lin is metabolised by peptidases in the body; after sub-
cutaneous dosage it is excreted in urine, as metabolites
and a small amount of unchanged drug, and in the fae-
ces.

Uses and Administration

Nafarelin acetate is an analogue of gonadorelin
(p.2107) with similar properties. It is used in the treat-
ment of endometriosis and central precocious puberty,
and as an adjunct to ovulation induction with gonado-
trophins in the treatment of infertility.

For endometriosis it is given in usual doses equivalent
to 200 micrograms of nafarelin twice daily intranasal-
ly, doubled after 2 months if amenorrhoea has not oc-
curred. Treatment should begin on days 2 to 4 of the
menstrual cycle, and may be continued for up to 6
months.

The symbol ® denotes a substance whose use may be restricted in certain sports (see p.vii)



