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Malignant neoplasms. The long-term use of buserelin in men
decreases the testicular concentration of testosterone. For this
reason it is used in the treatment of prostatic cancer (p.671),
which is androgen-dependent.1 Gonadorelin analogues are an ef-
fective alternative to orchidectomy, sometimes combined with
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Porphyria. Buserelin given with medroxyprogesterone acetate
suppressed cyclic and premenstrual exacerbations of porphyria
(p.1448) in 2 patients. Doses used were 300 micrograms busere-
lin intranasally in the evenings of days 1 to 21 of the menstrual
cycle and 10 mg medroxyprogesterone acetate daily by mouth
from day 12 to 21. Both patients were free from porphyric at-
tacks during the reported 11 months of treatment.1 Intranasal
buserelin has also been used in 1 patient to prevent premenstrual
exacerbation of coproporphyria.2 The initial dose of
900 micrograms daily could be tapered to 150 micrograms daily,
with only 1 minor attack in 5 years of treatment. The authors of
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Premenstrual syndrome. For reference to the use of busere-
lin or other gonadorelin analogues (with HRT to prevent meno-
pausal symptoms) in women unresponsive to other drug treat-
ment, see under Gonadorelin, p.2108.

Preparations
Proprietary Preparations (details are given in Part 3)
Arg.: Suprefact; Austria: Suprecur; Suprefact; Belg.: Suprefact; Braz.: Su-
prefact; Canad.: Suprefact; Cz.: Suprecur†; Suprefact†; Denm.: Suprecur;
Suprefact; Fin.: Suprecur; Suprefact; Fr.: Bigonist; Suprefact; Ger.: Profact;
Suprecur; Gr.: Suprefact; Hong Kong: Suprecur; Hung.: Suprefact; Irl.:
Suprecur; Suprefact; Israel: Suprefact; Ital.: Suprefact; Jpn: Suprecur; Ma-
laysia: Suprefact; Mex.: Suprefact; Neth.: Suprecur†; Suprefact; Norw.:
Suprecur; Suprefact; NZ: Suprefact; Port.: Suprefact; S.Afr.: Suprefact;
Singapore: Suprefact; Spain: Suprefact; Swed.: Suprecur ; Suprefact;

Switz.: Suprefact; Thai.: Suprefact; Turk.: Suprecur; Suprefact; UK: Supre-
cur; Suprefact.

Cetrorelix Acetate (BANM, USAN, rINNM)

Acetato de cetrorelix; Cétrorélix, Acétate de; Cetrorelixi Acetas;
D-20761; NS-75A; SB-75 (cetrorelix); SB-075 (cetrorelix). N-
Acetyl-3-(2-naphthyl)-D-alanyl-p-chloro-D-phenylalanyl-3-(3-py-
ridyl)-D-alanyl-L-seryl-L-tyrosyl-N5-carbamoyl-D-ornithyl-L-leucyl-
L-arginyl-L-prolyl-D-alaninamide acetate.

Цетрореликса Ацетат
C70H92ClN17O14,xC2H4O2 = 1431.0 (cetrorelix).
CAS — 120287-85-6 (cetrorelix); 145672-81-7 (cetrore-
lix acetate).
ATC — H01CC02.
ATC Vet — QH01CC02.

(cetrorelix)

Adverse Effects and Precautions
Transient reactions at the injection site, including erythema, pru-
ritus, and swelling, may occur. Nausea and headache have been
reported occasionally. Systemic hypersensitivity reactions have
been reported rarely. 
Cetrorelix should not be used in patients with moderate to severe
renal or hepatic impairment.

Pharmacokinetics
The bioavailability of cetrorelix after subcutaneous injection is
about 85%. The mean terminal half-life after a subcutaneous in-
jection of 3 mg is about 60 hours; it is less with lower doses
(about 5 and 20 hours respectively after single and multiple doses
of 250 micrograms).
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Uses and Administration
Cetrorelix is a gonadorelin (gonadotrophin-releasing hormone)
antagonist used as a component of ovarian stimulation regimens
for assisted reproduction in infertility (p.2080); it is used to pre-
vent luteinising hormone surges and premature ovulation. It has
also been tried in benign prostatic hyperplasia, malignant neo-
plasms of the prostate, endometriosis, and for uterine fibroids.
Cetrorelix is given by subcutaneous injection as the acetate; an
intramuscular depot formulation containing cetrorelix embonate
is reported to be under development. For assisted reproduction,
doses of cetrorelix acetate equivalent to cetrorelix
250 micrograms daily may be given either in the morning begin-
ning on day 5 or 6 of ovarian stimulation or in the evening begin-
ning on day 5, and continued until ovulation induction. Alterna-
tively a single dose equivalent to 3 mg of cetrorelix may be given
on day 7; if follicle growth does not allow ovulation induction
within 4 days, additional doses of cetrorelix 250 micrograms
once daily may be given until the day of ovulation induction.
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Preparations
Proprietary Preparations (details are given in Part 3)
Arg.: Cetrotide; Austral.: Cetrotide; Austria: Cetrotide; Belg.: Cetrotide;
Braz.: Cetrotide; Canad.: Cetrotide; Chile: Cetrotide; Cz.: Cetrotide;
Denm.: Cetrotide; Fin.: Cetrotide; Fr.: Cetrotide; Ger.: Cetrotide; Gr.:
Cetrotide; Hong Kong: Cetrotide; Hung.: Cetrotide; India: Cetrotide;
Indon.: Cetrotide; Irl.: Cetrotide; Israel: Cetrotide; Ital.: Cetrotide; Ma-
laysia: Cetrotide; Mex.: Cetrotide; Neth.: Cetrotide; Norw.: Cetrotide;
NZ: Cetrotide; Philipp.: Cetrotide; Pol.: Cetrotide; Port.: Cetrotide;
Rus.: Cetrotide (Цетротид); Singapore: Cetrotide; Spain: Cetrotide;
Swed.: Cetrotide; Switz.: Cetrotide; Thai.: Cetrotide; Turk.: Cetrotide;
UK: Cetrotide; USA: Cetrotide; Venez.: Cetrotide.

Chlormadinone Acetate (BANM, USAN, rINNM)

Acetato de clormadinona; Chlormadinone, Acétate de; Chlo-
rmadinoni Acetas; NSC-92338. 6-Chloro-17-hydroxypregna-
4,6-diene-3,20-dione acetate.
Хлормадинона Ацетат
C23H29ClO4 = 404.9.
CAS — 1961-77-9 (chlormadinone); 302-22-7 (chlo-
rmadinone acetate).
ATC — G03DB06.
ATC Vet — QG03DB06.

Pharmacopoeias. In Chin., Fr., and Jpn.
Adverse Effects and Precautions
As for progestogens in general (see Progesterone, p.2125). See
also under Hormonal Contraceptives, p.2059.
Effects on the skin. A report of auto-immune dermatitis in a
patient associated with chlormadinone acetate.1
1. Katayama I, Nishioka K. Autoimmune progesterone dermatitis

with persistent amenorrhoea. Br J Dermatol 1985; 112: 487–91.

Interactions
As for progestogens in general (see Progesterone, p.2126). See
also under Hormonal Contraceptives, p.2067.
Uses and Administration
Chlormadinone acetate is a progestogen structurally related to
progesterone (p.2126) that has anti-androgenic activity. It is giv-
en either alone or with an oestrogen in the treatment of menstrual
disorders such as menorrhagia (p.2126) and endometriosis
(p.2091) in oral doses of 2 to 10 mg daily either cyclically or con-
tinuously. It may also be used as the progestogen component of
combined oral contraceptives (see p.2069) at a dose of 1 to 2 mg
daily, particularly in women with androgen-dependent condi-
tions such as acne and hirsutism. Chlormadinone acetate has
been used in some countries in the management of prostatic hy-
perplasia and prostate cancer; oral doses of 25 or 50 mg, respec-
tively have been given twice daily.
◊ Reviews.
1. Curran MP, Wagstaff AJ. Ethinylestradiol/chlormadinone ace-

tate. Drugs 2004; 64: 751–60. 
2. Bouchard P. Chlormadinone acetate (CMA) in oral contracep-

tion—a new opportunity. Eur J Contracept Reprod Health Care
2005; 10 (suppl 1): 7–11.

Preparations
Proprietary Preparations (details are given in Part 3)
Fr.: Luteran; Ger.: Gestafortin†; Jpn: Prostal; Mex.: Lutoral.

Multi-ingredient: Chile: Belara; Lovinda; Cz.: Belara; Fr.: Belara; Ger.:
Balanca; Belara; Esticia; Gestamestrol N†; Neo-Eunomin; Ovosiston†;
Hung.: Belara; Israel: Belara; Ital.: Belara; Mex.: Belara; Lutoral-E; Secuen-
tex-21; Port.: Belara; Libeli; Rus.: Belara (Белара); Spain: Belara; Switz.:
Belara; Venez.: Belara.

CH3

H3C

H H

O

H3C H

O

O

O

CH3

Cl


