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(57) 
The invention concerns a solid medicament 

preparation which can decompose in aqueous media and 
has a flat-, foil-, paper- or wafer-type presentation 
for the application and release of active substances in 
the buccal cavity. The invention is characterized in 
that it contains buprenorphine, an active substance 
which is pharmacologically comparable thereto, or a 
therapeutically suitable salt of buprenorphine or of 
the pharmacologically comparable active substance. 
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(57) L 'invention concemc unc preparation 
medicamenteuse solide, pouvant se decomposer dans des 
substances aqueuses, it forme galenique plate, de type 
film, papier ou hostie, servant it administrer et :i liberer 
des principes actif clans la cavite buccale. Cette 
preparation sc caractcrisc en cc qu'cllc conticnt de la 
buprenorphine, un principe actifs comparable sur le plan 
pharmacologique ii la buprenorphine on un sel de 
buprenorphine ou un sel de la substance comparable sm 
le plan pharmacologique et approprie sur le plan 
thcrapcutique . 
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(57) The invention concerns a solid medicament 
preparation which can decompose in aqueous media and 
has a flat-, foil-, paper- or wafer-type presentation for the 
application and release of active substances in the buccal 
cavity. The invention is characterized in that it contains 
huprcnorphinc, an active substance which 1s 
pharmacologically comparable thereto, or a 
therapeutically suitable salt of buprenorphine or of the 
pharmacologically comparable active substance. 
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ABSTRACT 

A solid pharmaceutical preparation, disintegratable in 

aqueous media, with a flat, foil-shaped, paper-shaped or 

wafer-shaped administration form, for application and 

release of active substances in the oral cavity is charac­

terized by a content of buprenorphine, of an active 

substance pharmacologically comparable to buprenorphine, or 

of a therapeutically suitable salt of bruprenorphine or the 

pharmacologically comparable active substance. 
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Flat pharmaceutical preparation for application and release 

of buprenorphine or of a pharmacologically comparable 

substance in the oral cavity, and process for the 

production thereof 

The present invention relates to a pharmaceutical 

preparation for application of buprenorphine or 

pharmacologically comparable active substances in the 

region of the oral cavity, respectively the oral mucosa. 

More particularly, it relates to a preparation that is 

adapted to be flat and in the form of a foil-, paper- or 

wafer-shaped administration form. 

Flat active substance carriers have already been developed 

and produced for various purposes. DE-OS 27 46 414 can be 

regarded as fundamental to this administration form, said 

document describing a foil-type tape of active substance, 

binder and further active substances, with a direct 

relation existing, by reason of the homogeneous thickness, 

density and width, between a unit of length of the tape and 

the dose of active substance contained therein. The 

advantages of the continuous dosage property have been 

recognized also by other applicants and have been described 

in specific individual variants. Thus, DE-PS 36 30 603 

claims a flat-shaped carrier material, for example in the 

form of a separating layer, with an active substance­

containing coating, the latter being peelable, in doses, 

off the carrier material after having been previously 

separated into dosage units. 

The practicability of the flat format in general and the 

advantages afforded in the manufacture of the adminis­

tration form and in the dosing when employing such 

administration form have been recognized in the prior art. 

DRL - EXHIBIT 1006 
DRL004

f 

 

Find authenticated court documents without watermarks at docketalarm.com. 

https://www.docketalarm.com/


CA 02274910 1999-06-14 

2 

Moreover, further advantages of such administration forms 

can be derived such as the fact that, relative to the 

weight of the administration form, a relatively large 

surface may be printed on the said administration form, 

thereby making it possible to increase intake safety, as 

well as affording the possibility of discrete intake 

without any liquid being available. 

Despite these obvious advantages, such flat administration 

forms have hitherto hardly been successful. Obviously, the 

advantage as compared to conventional administration forms 

does not suffice for many manufacturers of pharmaceutics to 

develop products of this type comprising the usual active 

ingredients and to pursue the legal drug approval thereof. 

Moreover, existing production machinery and existing know­

how cannot be made use of for these novel products; this 

means that the necessity of large investments would arise. 

Despite the above-described advantages of flat, film- or 

paper-like administration forms, the therapeutic and/or 

economic advantage in administration of common active 

substances which are also perorally applicable is 

apparently not great enough as compared to conventional 

tablets to justify the costs of switching over to these 

administration forms. 

One of the substances that are little suitable for peroral 

administration is buprenorphine, an opiate which has been 

successfully used in the therapy of pain for years. After 

peroral application it is hardly bioavalable, i.e. it 

appears in the blood circulation only to the very small 

extent of a few percent of the dose taken (McQuay & Moore, 

in: Bupenorphine, ed. Cowan & Lewis, New York 1995). 

Presumably, the reason for the lack in bioavailability lies 

in the extensive decomposition of the substance during the 

first liver passage following gastrointestinal absorption 

("first-pass effect"). A possibility of avoiding the first-
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