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Flibanserin shows affinity for the 5-HT 4 and 5-HTs-receptor. It is therefore a
promising therapeutic agent for the treatment of a variety of diseases, for instance
depression, schizophrenia, and anxiety.

In studies of male and female patients suffering from sexual dysfunction it has been

* found that flibanserin optionally in form of the pharmacologically acceptable acid
addition salts thereof displays sexual desire enhancing properties. Accordingly, the
instant invention relates to the use of flibanserin, optionally in form of the
pharmacologically acceptable acid addition salts thereof for the preparation of a
medicament for the treatment of disorders of sexual desire.

In a preferred embodiment the invention relates to the use of flibanserin, optionally in
form of the pharmacologically acceptable acid addition salts thereof for the
preparation of a medicament for the treatment of disorders selected from the group
consisting of Hypoactive Sexual Desire Disorder, loss of sexual desire, lack of sexual
desire, decreased sexual desire, inhibited sexual desire, loss of libido, libido
disturbance, and frigidity.

Particular preferred according to the invention is the use of flibanserin, optionally in
form of the pharmacologically acceptable acid addition salts thereof for the
preparation of a medicament for the treatment of disorders selected from the group
consiting of Hypoactive Sexual Desire Disorder, loss of sexual desire, lack of sexual
desire, decreased sexual desire, inhibited sexual desire.
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Fl i banserin can optionally used in formof its pharmaceutically acceptable
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methanesulphonic acid, lactic acid, phosphoric acid, hydrochloric acid, sulphuric .-
acid, tartaric acid and citric acid. Mixtures of the abovementioned acid addition saits
may also be used. From the aforementioned acid addition salts the hydrochlori'de
and the hydrobromide, particularily the hydrochloride, are preferred.

Flibanserin, optionally used in form of its pharmaceutically acceptable acid addition
salts, may be incorporated into the conventional pharmaceutical preparation in solid,
liquid or spray form. The composition may, for example, be presented in a form
suitable for oral, rectal, parenteral administration or for nasal inhalation: preferred
forms includes for example, capsules, tablets, coated tablets, ampoules,
suppositories and nasal spray.

The active ingredient may be incorporated in excipients or carriers conventionally
used in pharmaceutical compositions such as, for example, talc, arabic gum, lactose,
gelatine, magnesium stearate, corn starch, acqueous or non acqueous vehicles,
polyvynil pyrrolidone, semisynthetic glicerides of fatty acids, benzalconium chloride,
sodium phosphate , EDTA, polysorbate 80. The compositions are advantageously
formulated in dosage units, each dosage unit being adapted to supply a single dose
of the active ingredient. The dosis range applicable per day is between 0.1 to 400,
preferably between 1.0 to 300, more preferably between 2 to 200 mg.

'Each dosage unit may conveniently contain from 0,01 mg to 100 mg, preferably
from 0,1 to 50 mg.
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orange extract. They may also contain suspension adjuvants or thickeners such as
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products of fatty alcohols with ethylene oxide, or preservatives such as

p-hydroxybenzoates.

Solutions for injection are prepared in the usual way, e.g of. with the addition of
preservatives such as p-hydroxybenzoates, or stabilisers such as alkali metal salts of
ethylenediamine tetraacetic acid, and transferred into injection vials or ampoules.

Capsules containing one or more active substances or combinations of active
substances may for example be prepared by mixing the active substances with inert
carriers such as lactose or sorbitol and packing them into gelatine capsules.

Suitable suppositories may be made for example by mixing with carriers provided for
this purpose, such as neutral fats or polyethyleneglycol or the derivatives thereof.
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per tablet flibanserin h drochl oride 100 ctose 240 ng corn starch
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screened and m xed magnesium stearate 15 mg
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The finely ground active substance, lactose and some of the corn starch are mixed
together. The mixture is screened, then moistened with a solution of
polyvinylpyrrolidone in water, kneaded, wet-granulated and dried. The granules, the
remaining corn starch and the magnesium stearate are screened and mixed
together. The mixture is compressed to produce tablets of suitable shape and size.

B) Tablets per tablet
flibanserin hydrochloride 80 mg
corn starch 190 mg
lactose 55 mg
microcrystalline cellulose 35 mg
polyvinylpyrrolidone 15 mg
sodium-carboxymethyl starch 23 mg
magnesium stearate 2 mg

400 mg

The finely ground active substance, some of the corn starch, lactose, microcrystalline
cellulose and polyvinylpyrrolidone are mixed together, the mixture is screened and
worked with the remaining corn starch and water to form a granulate which is dried
and screened. The sodium-carboxymethyl starch and the magnesium stearate are
added and mixed in and the mixture is compressed to form tablets of a suitable size.



together. The m xture is conpressed to produce tablets of suitable shape
and size. B) Tablets per tablet flibanserin hydrochloride 80 ng corn
starch 199o0mg/033oart ose 55 ng mcrocrystalline cellul ose PETMP02/11103

pol yvi nyl pyrrolidone 15 ng sodi um carboxynethyl starch 23 ng nagnesium
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hydrochl ori de 5|g@gsgorn starch 41.5 ng |ggtgge 30 ny
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The active substance, corn starch, lactose and polyvinylpyrrolidone are thoroughly
mixed and moistened with water. The moist mass is pushed through a screen with a
1 mm mesh size, dried at about 45°C and the granules are then passed through the
same screen. After the magnesium stearate has been mixed in, convex tablet cores
with a diameter of 6 mm are compressed in a tablet-making machine . The tablet
cores thus produced are coated in known manner with a covering consisting
essentially of sugar and talc. The finished coated tablets are polished with wax.

D) Capsules per capsule .
flibanserin hydrochloride 150 mg
Corn starch 268.5 mg
Magnesium stearate 1.5 _mg
420 mg

The substance and corn starch are mixed and moistened with water. The
moist mass is screened and dried. The dry granules are screened and mixed with
magnesium stearate. The finished mixture is packed into size 1 hard gelatine

capsules.

E) .~ Ampoule solution
flibanserin hydrochloride 50 mg
sodium chloride 50 mg
water for inj. 5 mi

The active substance is dissolved in water at its own pH or optionally at pH 5.5 to 6.5
and sodium chloride is added to make it isotonic. The solution obtained is filtered



sanme screen. After the nmagnesium stearate has been m xed in, convex tabl et
cores with a dianeter of 6 mmare conpressed in a tablet-nmaki ng nachi ne .
The t abl ewO 0s08332t hus produced are coated i n known nannelPCEEPa2/a116dveri ng
consisting essentially of sugar and talc. The finished coated tablets are
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chlori dB) 50 ny SWBP@SHAr®s inj. 5 nl The active substance is dissolved in
water at its own pH or optionally at pH 5.5 to 6.5 and sodiumchloride is
added to make i@. isoton'hc. TBe S0l ution obﬁ[@i ned is filtered WD 03/ 035072
PCT/ EP02/ 11103 BP2PFRIN pYoChiorid§ens and t9e PPl trate is transferred under
aseptic conditisolid fatt o anpoul es whi ch 3880 trhgn sterilised and seal ed by
fusion. F) Suppositories flibanserin hydﬁfﬁdﬂrﬁgi de 50 ng solid fat 1650 ny
1700 ng The hard fat is nelted. At 40C the grotdnd active substance is
honogeneousl y

The hard fat is melted. At 40°C the ground active substance is homogeneously
dispersed. It is cooled to 38°C and poured into slightly chilled suppository moulds.



di spersed. It is cooled to 38C and poured into slightly chilled suppository
nmoul ds. WD 03/ 035072 7 Patent C ains PCT/EP02/11103 1) Use of flibanserin,
opt i onal Iwyoim/osserm of the pharnmacol ogically accept abl e aciPdT/ERdditindn salts
t hereof for the preparation of a nedicanment for the treatnent of disorders
of sexual desire. 2) Use according to cfaim1, charcterized in that the

di sorder of sexual desire is selected fromthe group consisting of
Hypoacti ve Sexual Desire Disorder, |oss of sexual desire, |ack of sexual
desire, decreased sexual desire, inhibited sexual desire, |oss of |ibido,

| i bi do di sturbance, and frigidity.pgbntetamssording to claim1l or 2,
charcterized in that the di sorder of sexual desire is selected fromthe
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desire. 4 i i i f f
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400 ng per dagxual desire, loss of libido, libido disturbance, and frigidity.

3) Use according to claim 1 or 2, charcterized in that the disorder of sexual
desire is selected from the group consisting of Hypoactive Sexual Desire
Disorder, loss of sexual desire, lack of sexual desire, decreased sexual desire,
inhibited sexual desire.

4) Use according to claim 1 for the preparation of a medicament for the
treatment of female sexual dysfunction.

5) Use according to one of claims 1, 2, 3 or 4, charcterized in that flibanserin is
applied in form of a pharmaceutically acceptable acid addition salt selected
from the salts formed by the acids selected from, succinic acid, hydrobromic
acid, acetic acid, fumaric acid, maleic acid, methanesulphonic acid, lactic acid,
phosphoric acid, hydrochloric acid, sulphuric acid, tartaric acid, citric acid, and
mixtures thereof.

6) Use according to one of claims 1 to 5, chacterized in that flibanserin is applied
in & dosis range between 0.1 to 400 mg per day.



