; e3ewM BBCLEESMGFMIMAQ0' 2 2 0 CT 2042 *166166* HYDROPHI LI C ADHESI VE
MASSES BACKGROUND OF THE I NVENTION a) Field of the Invention 5 Thid2 0CT 2002
invention relates to hydrophilic adhesive nasses and hydrophilic pl agh&ks,
and specifically to _ hydrophilic adhesive masses, which are strong in
adhesi veness and excellent in feeling of use, and also to hydro

pl asters meking use of the sane. 10 b) Description of the Relat@mmmmmwmmmmmn

Hydrophilic plasters each of which carries a hydrophilic nass
adhesi veness and spread as an external preparation on a backlngmmﬂmw"MﬁHMWM\
used for years. These hydrophilic plasters are required to 15 r

firm adherence to skin without peeling off during application. ConvEf%%nal
pl asters are known to include non gelatin ouItlce conposed of polyacrylic
acid, a polyacrylate salt, carb8: ﬁﬁ%ﬂ&e PHESS¥EaMASERSal kal i 20 netal
alginate (JP 59-110617 A); transdermal prepara tions conposed of

pol yacrylic acid a 10% aqueous sol ution of which has a viscosity of from

100 to 1,000 cps, a water-solu E%%%r I cohol and water
(JP 6-135828 A); water- contalngﬂ%ﬂ% OF THE Q¥ & B of an

N-vi nyl acet am dea§og~|llémdagfyltq.ltee GRRAMEEr, a 220 CT2Q02 - 2

wat er-sol ubl e al um numsalt and water (JP 9 143060 A); and catapl asns added

wi th pol ybutene and gelmtiish iR 208162 1A esTRSY hi 2&%0@@\&@\4@ adhe@iRani ed
with one or nore problens such as insufficient adhesiveness and/or 5

difficulty in commsesaland dguatapdri.l iSUMVARY eDis , THRdl NYeNiIfONalhgr &d S
accordingly a long-standing desire for the provision of a hydrophilic
adhesi ve nass hahiydgophilic adhesive masses, which are strong in ad-

= hesiveness and excellent in feeling of use, and also to

hydrophilic plasters making use of the same.

10 b) Description of the Related Art

Hydrophilic plasters each of which carries a

hydrophilic mass having adhesiveness and spread as an
external preparation on a backing have been used for
years. These hydrophilic plasters are required to

15 remain in firm adherence to skin without peeling off
during application.

\\) Conventional plasters are known to include non-
gelatin poultice composed of polyacrylic acid, a
polyacrylate salt, carboxymethylcellulose and an alkali

20 metal alginate (JP 59-110617 A); transdermal prepara-
tions composed of polyacrylic acid a 10% aqueous solu-
tion of which has a viscosity of from 100 to 1,000 cps,
a water-soluble polymer, a polyhydric alcohol and water
(JP 6-135828 A); water-containing gel plasters composed

25 of an N-vinylacetamide-sodium acrylate copolymer, a



10 sufficient adhesiveness. Wth the foregoing current circunmstanc Ziqu
view, the present inventors have proceeded with extensive re search: sz
result, it has been found that a hydro philic adhesive nass containing a
copol ymer of an 15 am noal kyl (meth)acrylate and an al kyl (neth)acrylate in
a specific proportion has excell ent adhesiveness to skin and al so provides
good feeling of use, leading to the conpletion of the present invention. In
one aspect of the present invention, there is 20 thus provided a

hydr ophi | i ¢ adhesi ve nmass, which comprises2005 to 10 wt. % of a copol yner
of an am noal kyl (neth)acrylate and an al kyl (neth)acrylate. |In another
aspect of the present invention, there is al so provided a hydrophilic

pl aster conprisin 2 25 and a forped of t abave- descr.i bed
220 CT 2002 - erTy&ngb’ﬁ% & @ LR s &g yater e(g@t “oré 3R88 Adcol og
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DETAI LED DESCRI PHGH (O THE. | TRENTE G A BREFEHES ENBCD NS o

particular |intalh@n grsH1Ems et 8 rafis1adliions ERidY Al ey fne of
t he nononers maki ng up the copolynmer for use in the present invention.

Nonet hel e§s, one dd@Hiaiulityg ig teinnediaf aamipi®daictd ogat er nary ammoni um sal t
as an amne noiety inits

SUMMARY OF THE INVENTION

-~

“) There is accordingly a long-standing desire for
the provision of a hydrophilic adhesive mass having

10 sufficient adhesiveness.

With the foregoing current circumstance in view,
the present inventors have proceeded with extensive re-
search. As a result, it has been found that a hydro-
philic adhesive mass containing a copolymer of an

15 aminoalkyl (meth)acrylate and an alkyl (meth)acrylate
in a specific proportion has excellent adhesiveness to
,\} skin and also provides good feeling of use, leading to
the completion of the present invention.
In one aspect of the present invention, there is
20 thus provided a hydrophilic adhesive mass, which com-
prises 0.05 to 10 wt.% of a copolymer of an aminocalkyl
(meth)acrylate and an alkyl (meth)acrylate.
In another aspect of the present invention, there
is also provided a hydrophilic plaster comprising a

25 backing and a paste formed of the above-described



15 nol ecul e can be nentioned as a preferred exanple. Ex anples of on
containing a tertiary amne as an amne noiety in its nolecule iﬂ@lgﬁgzmz
di met hyl am noet hyl (meth)acryl ate, diethylam noethyl (neth)acrylate,

di butyl am noet hyl (neth)acryl ate, norpholinoethyl 20 (neth)acrylate,

pi peri di noet hyl (neth)acrylate, dinethylam no-2-propyl (nmeth)acrylate, and
di met hyl am noneopentyl (neth)acrylate. On the other hand, exanples of one
containing a quaternary ammoniumsalt as an,amne noiety in its 25 nolecule
i nclude trinethyl anmoni unet hyl (neth)acryl ate, -4 2z fl ¢ T zooZ
triethyl ammoni unet hyl (nmeth)acrylate, tributylamoni unethyl (neth)acrylate,
tri mor phol i noanmoni unet hyl (neth)acrylate, tripiperidi noamoni unet hyl
(meth)acryl ate, pydreiiy] fEmadm et e PRORY | amy (LBt TR A6¢ Ybi9é eph&Pflacol og-
trimet hyl anmoni ummeopentyl (neth)acrylate. Incidentally, a tertiary am ne
moi ety in a nol etsd Bl ¢ adcbive oiwgrédtlent tandysisoedd osh ctieei aokinde |ike
into its correspondi ng quaternary amonium salt noiety. As the am noal kyl
(meth)acrylate, 10 di rEtdyhpdropetihit {deed)aecrpdss eand oydoophat &d
trimet hyl anmoni unmet hyl (neth)acrylate is particularly preferred. No
particul ar |ini tetasker sa¢capodbn okt Hee abkgsenpeimyert yoatkave shreonyher
one of the nononers nmaking 15 up the copol yner. However, preferred exanpl es
i ncl ude ret hyl (FEReFheeyEatetoethin ¢ t%i%%r@?%Y%@eHg%ﬁgyfeellng of
(meth)acrylate, n-hexyl (neth)acrylate, n-octyl (neth)acrylate,

2-et hyl hexyl (methFacryl ate, and n-dodecyl (neth)acrylate. They may be used
either 20 singly or in conbination. In particular, nethyl

Ve
\wl DETAILED DESCRIPTION OF THE INVENTION

AND PREFERRED EMBODIMENTS

10 No particular limitation is imposed on the
aminoalkyl (meth)acrylate as one of the monomers making
up the copolymer for use in the present invention.
Nonetheless, one containing a tertiary amine or a
quaternary ammonium salt as an amine moiety in its

15 molecule can be mentioned as a preferred example. Ex-
amples of one containing a tertiary amine as an amine

- moiety in its molecule include dimethylaminoethyl
(meth)acrylate, diethylaminoethyl (meth)acrylate,
dibutylaminoethyl (meth)acrylate, morpholinoethyl

20 (meth)acrylate, piperidinoethyl (meth)acrylate,
dimethylamino-2-propyl (meth)acrylate, and dimethyl-
aminonecpentyl (meth)acrylate.

On the other hand, examples of one containing a
quaternary ammonium salt as an amine moiety in its

25 molecule include trimethylammoniumethyl (meth)acrylate,



(nmeth)acrylate, ethyl (neth)acrylate and n-butyl (nmeth)acrylate are

suj tably usable. The copol yner nmay have any one of random al terr?aﬁp%,zmz
bl ock and graft structures, but a block 25 copol yner is preferred. 2zo0
c r zooz - 5 Exanples of the copolyner, which are particularly preferred
for use in the present invention, include a block copol ynmer of

di nmet hyl am noet hyl (neth)acrylate, nethyl (neth)acrylate and butyl
(meth)acrylate; and a 5 bl ock copol yner of chlorinated

tri met hyl anmoni unet hyl (meth)acryl ate, nmefh$l “(neth)acryl ate and et hyl
(meth)acrylate. As the copolyner for use in the present invention, a
commerci al product nmay be enployed. Illustrall tive of such a conmerci al

product are "EU ; o Yt eEU e
PEUDRAG T RL 30 B T BUBRRER HECELTa TR Rb ARG 1258 1007 S MBARE S
PO.", "EUDRAGIT BEn39 PhethFHORAGHECE L2:8orphBYUBRAGEOR i18QknyIPLASTA D E
35 L", "PLASTOD E 15 35 M, "PLASTO D E 35 H'" arid "PLASTO D E 50" (al1l
prO ducts of RohmmAGh)athelpreportiien pel ithacaapehymmetaspl oyed in the
,,~.,~ present invention may preferably be set at 0.05 to 10 wt. % based on
t he whol e wei ght (ekthhechydadehi kirdm2thgdhesionéeunmaasprwpyl 0.1 to 6 w. %
further 0.2 to 4 wt.% being especially preferred. A proportion snaller than
0. 05 w . % nakes i(medh)kiceylletieo edaity imeghyddnhosiivanespenityill e a
proportion greater than 10 wt. % cannqgt_ bring about extra adhesiveness

i nprovi ng effect (PStAI@FEIEES i s G IEIERIRYcaR. tertipry emipgoroiedy The

adhesi veness of the hydrophilic adhesive nmass of .the present inventi.on can
b it oved furt e P IREOS EaT e SRR Gan ML ARG R R 19 L@ ihn o
t e above- descri bed oe|og‘Ii mer. Jd lystrative of such an 5 hydrophilic

adhesive are pol§§bﬁgﬁ| P ' Sh d S EREREST "Su &Y AaS }hc??l.c ati d,

sodi um pol yacryl %’é":i’t gr{ﬂq?/ezggr.nk%% Wh@%@nﬁ%o%ﬁ'ké@f{;ﬂét@ﬁ)gagg%actreoss' i nked r~

., . branched sodium po yl ate, potassium acry monoet hanol ani ne

pol yacryhate, di efihanel ARG RUMACT ek )ladlirg1 ddd @hanalpinea
pol yacryl ate, and amoni um pol yacryl ate; copol yners each obtai ned using
acrylic acid or arSaldtHyneimeeniagnedsy 10f(nidth )e@ryQRad 3.s aalt iasi1sdmneh
grafted acrylate, and N-vinyl acet am de-sodi um acryl ate copol yner; cell ul ose
derivatives and galeferred.
No particular limitation is imposed on the alkyl
(meth)acrylate as the other one of the monomers making
15 up the copolymer. However, preferred examples include
methyl (meth)acrylate, ethyl (meth)acrylate, n-butyl
’) (meth)acrylate, n-hexyl (meth)acrylate, n-octyl
N
(meth)acrylate, 2-ethylhexyl (meth)acrylate, and
n-dodecyl (meth)acrylate. They may be used either
20 singly or in combination. In particular, methyl
(meth)acrylate, ethyl (meth)acrylate and n-butyl
(meth)acrylate are suitably usable.
The copolymer may have any one of random,

alternating, block and graft structures, but a block

25 copolymer is preferred.



15 thereof, such as hydroxyethyl cel | ul ose, hydroxypropylcellulosg2 0CT 2
hydr oxypr opyl nmet hyl cel | ul ose, hydr ophobi ci z- ed 002
hydr oxypr opyl net hyl cel | ul ose, mnethyl cel | ul ose, and carboxynet hyl cel | ul ose
sodi um pol yvi nyl al cohol; pol yvinyl pyrrolidone; polyethyl ene oxide;

met hoxy20 et hyl ene mal efi ¢ anhydri de copol yner; polyacrylam de; alginic
aci d; sodium al gi nate; propylene glycol alginate; gelatin; acacia;
tragacanth gum | ocust bean gum guar gumg éagarind gum xant han gum
gel l an gum carrageenan; and agar. Anong these, particularly 25 preferred
are polyacrylic acid, sodium polyacryl ate, 2 20CT zooz crosslinked
branched pol yacrylic acid, crosslinked branched sodi um pol yacryl ate, starch
grafted acryl ate, N‘V'@Xéﬁ&fé@”bﬂetﬁédtﬁﬁbﬁﬁﬁdfai@hﬁ@@0$¥89$articularly
hydr oxyet hyl cel | ul ose, roxypropyl cel | ul ose, hydroxypro
nethylcelIuIose,phgﬂéﬁp@@bf@rzedehydrﬁhgppﬁ@gémethmveﬁtiuhQSEncaﬂde a

car boxynet hyl cel | ul ose sodi um These hydrophilic adhesives may be used

ei ther singly orblock.eopohpnaat pdndiféehylanopoethyph (meth)ateyddty, range
fromO0.5 to 50 wt. % based on the whole weight of the 10 nmass, with 2 to 40
wt. % further 3 metlplwimetberapyparei 2ud PRy br bRetpbacryhathe présent

i nvention, use of_ a copolyner solubilizer is also preferred to dissolve the

copol yner5 of theb%ﬂ?%o%PR9}YTﬁEtﬂfaﬁ?}?ﬁf%aﬁﬂﬁ tRinarhyansopiRRayR¥t vl at e.

No particul ar Ilnlt on i nposed. 0 cop ol i zer insofar
as it can dissol ¥8° a%ﬁ%i?gﬁérmgﬁay?s? g?ﬁ%%ﬁ%f?%%l?? a%ggﬁiable. It
is possible to u e, one or nore substances selected from
quyhydric alcohgﬁetﬂ? ??gfgg%d esters, 20 surfactants, fatty acids,

ohol s and hydrocarbRESth§p€6th9m§¥aﬁB£eésé”QﬁUQﬁé paéseﬁtyhudéhc
al cohol s, 1, 3-butylene glycol, propylene glycol and dipropyl ene glycol; as

fatty aci d esterﬁloﬂlbat&bmﬁdraaag pﬂbdﬁ@ﬁrﬁ@y|bédéﬁpléyedLetmylugebﬁcate
di i sopropyl 25 sebacate i sopropyl nyristate, isopropyl palmtate, ~20

C T 200210cetyl tacekabe, suyhi at gbmhaetaae, pevdytt| anel BAUBRAGEDPROPYI

| i nol eate, propyl ene glycol ol eate, propylene glycol nonocaprylate,

propyl ene egcoI1dL5apr9EHDBAGaﬁdRpr@pQPenéEgDBBGITdRBeE@nbate"EEERAGIT
surfactants, polyoxy 5 ethylene |auryl ether, oxyet hyl ene cetyl ether,
polyoxyethylene BELeyP @Phe?EUﬁﬁéGFEU%§I1abéfhaﬁBU RﬁGET § £4Pt'y aci ds,

| actic acid, lauric acid, oleic c aci i nol ei c_acid; and

as al cohol s, et haRBPRA Fggpﬁﬁpﬁp'aPcohEPDRﬁﬁaFy$SaPeoH "8PB§% &F ¥0 cohol

I N R T agshu ooz aneg: a1

o i Tt tadl ol pomyar eesbeanont. Lo el
ducts of Rohm AG).

’,} The proportion of the copolymer employed in the

- present invention may preferably be set at 0.05 to
10 wt.% based on the whole weight of the hydrophilic

20 adhesive mass, with 0.1 to 6 wt.%, further 0.2 to 4

wt.% being especially preferred. A proportion smaller
than 0.05 wt.% makes it difficult to obtain high ad-
hesiveness, while a proportion greater than 10 wt.%

cannot bring about extra adhesiveness improving effect

25 and hence, is not economical.



15 being particularly preferred. To the hydrophilic adhesive nmassyaqedr ihg
to.the present invention, skin penetration enhancers, ~i 9 crossl1nking
agents and hunectants can be added fur ther. They may be added either
singly or in conbina 20 tion. Exanples of skin penetration enhancers for en
hanci ng skin penetration of active ingredients) in elude known skin
penetration enhancers such as fatty acids, fatty acid esters, polyhydric

al cohol s, al 25 cohols, surfactants, organig bases, organic acids, 220
~~ 2002 g vitamns and lecithin. No particular limtation is inposed on
the kind of a crosslinking agent insofar as it can crosslink the

hydr ophi | i ¢ adhesi ve. Specifically, however, nmulti 5 valent netal conpounds

are preferred. As suchrmal {divad Bréndes abt oma)qwuiﬁoplaim AR EOTRPO UKlSs
magnesi um conpounds and cal ci um conpounds are particularly '~ 3 ...

preferred. ||| usdf athe epreé skt ubh campiemdSan Mg nies 1ok &d NEUDt peririsks  Hne

cal ci um conpounds i ncl ude al um num pot assi um sul fate, al um num anmoni um
sul fate, al um nuretyelraixink, a ahydr epind bid fadless e munddit ben dee Ghein num
glycinate, alum num acetogl utam de, al um num acetate, aluninum oxi de,
synthetic al uni rARREGTieEEBIPET UFPRRL TR et aTsH%%%tl\c%u%? LFRPY RBXI de,
caIC|un1carbonate caIC|un1sﬁ%£ate calciu te, cal |un1chlor|de

caIC|un1é%etaLe %Qﬁ???ﬁ&b&l eTHITi UNT P L RS (ARPy TR BF de,
magnesi um car bongt &, ezcgf‘gsn\? nﬁ%o]éggé%%{@gggsd um?&fﬁﬁtﬁ?m@dgroffégg

silicate, nagne5|un1 oXI droxide de to

precipitate, na I :qggp ate, and
éﬁnthetic hydr ot a C|te Q%1ﬁ€%$%§€g ¢&%§ nhydr i gigﬂg}aéﬁgigPiﬁﬁ%%unds

ese conpounds Eyn&gedSEEa Bk NEE1 PAEEY Vated, 'ﬁb&é&@&@@ép@ﬂyaé ﬂb@e
proportion of the crosslinking agent may de5|rably range
fromO0.001 to 10matho&bhinelandheypblpaeOyDdtd 0 diethanolamine polyacry—

10 late, triethanolamine polyacrylate, and ammonium
polyvacrylate; copolymers each obtained using acrylic
acid or a salt thereof as one of its components, such
as starch grafted acrylate, and N-vinylacetamide-sodium
acrylate copolymer; cellulose derivatives and salts

15 thereof, such as hydroxyethylcellulose, hydroxypropyl-
cellulose, hydroxypropylmethylcellulose, hydrophobiciz-

~j ed hydroxypropylmethylcellulose, methylcellulose, and
h carboxymethylcellulose sodium; polyvinyl alcohol;
polyvinylpyrrolidone; polyethylene oxide; methoxy-

20 ethylene maleic anhydride copolymer; polyacrylamide;
alginic acid; sodium alginate; propylene glycol al-
ginate; gelatin; acacia; tragacanth gum; locust bean
gum; guar gum; tamarind gum; xanthan gum; gellan gum;

carrageenan; and agar. Among these, particularly

25 preferred are polyacrylic acid, sodium polyacrylate,



w.% nore preferably fromO0.1 to 2 w.% although it varies degﬁnggﬂﬁg@n
itts kind as a conpound. No particular limtation is inposed on e
tant insofar as it is generally enployed. Illustrative of the hunmectant are
concentrated glycerin, xylitol, sorbitol, maltitol, pyrrolidonecarboxylic
acid, sodiumr-~ pyrrolidonecarboxylate, sodiumlactate, hyaluronic acid,
sodi um hyal uronate, and urea. Its proportion may 10 be set preferably at 5
to 40 wt.% Desirably, the hydrophilic adhesive nmass accord ing to the
present invention may contain water in a proportion of from1l to 85 wt.%
preferably from5 to 70 wt.% nore preferably from15 to 60 w.% 15 The
hydr ophi | i ¢ adhesi ve nass may be used as is without specifically adding a
phar macol ogi cal | grastsivskedgbednehtd polyerapplie, aasda pastslfinkedool i ng
the lo cal fever or as a supporter for conpress. As an alternative, one or
nmor e phar macol ogbtahthedcespdaumnpedygroilakes ahprob addébetdoachylate,
hydr ophi | i ¢ adhesi ve nass to provide a hydrophilic plaster. The follow ng
drugs can be nenF|BHEM18§eéi&ﬁﬁ?e§OGPuBhQFﬁﬁEBFﬁgFeaPFyméEt|O¥dFH§Véd|ents
usabl e upon produ dr ophi Li c Iaste S 5. Anal gesi.c
anti phl ogi 1 0. §%x3ﬁeE§B?§F&a|ﬁxﬂapx 053574 e+ 31638, “Ryatguypropyi-
anti phl ogitics, te I I f 8 f enac
sodi um ufenanat &- ¥B§HC2§Eh&% s hxg%gpxgﬁ%?%%gx gﬁgrﬁg&§%§8§n1 VEX|can1
| ndomet haci n, kekgﬂﬁaﬁgee 23 hOE e a&hy@éailugeeaxgsaqhm5 These
acet am nophen, enam c aci nlc acid uprof en, | oxoprofen,
pranopr of en, fenhyfi%phd_uqbotaam@w@sc&nag;eaacuggdl dRthexyghaghyt azong, fel
) bi nac, and flurbiprofen; and as steroidal anal gesic antiphlogitics,
éBC|non|de pr edeoadlitae ival.er aheii0 prepbatd ondnblyupeeiferand yvahegat e,
dexanet hasone

from 0.5 to 50 wt.% based on the whole weight of the

10 mass, with 2 to 40 wt.%, further 3 to 30 wt.% being
particularly preferred.

In the present invention, use of a copolymer
solubilizer is also preferred to dissolve the copolymer
of the aminoalkyl (meth)acrylate and the alkyl

15 (meth)acrylate. No particular limitation is imposed on
such a copolymer solubilizer insofar as it can dissolve

- the copolymer and is pharmaceutically acceptable. It

is possible to use, for example, one or more substances
selected from polyhydric alcohols, fatty acid esters,

20 surfactants, fatty acids, alcohols and hydrocarbons.
Specific examples includes, as polyhydric alcohols,
1,3-butylene glycol, propylene glycol and dipropylene
glycol; as fatty acid esters, dibutyl adipate,
diisopropyl adipate, diethyl sebacate, diisopropyl

25 sebacate, isopropyl myristate, isopropyl palmitate,



val erate, betanethasone val erate, difl orasone acetate, dexanethasg
acetate, hydrocortisone acetate, nethyl predni solone acetate, difl gredh

bet amet hasone di propi onat e, dexamnet hasone, triantinol one acetoni de, 15

hal ci noni de, flunmetasone pival ate, budesoni de, nonetasone furancarboxyl at e,
fl uoci noni de, fluocinol one acetonide, fludroxycortide, prednisolone,

al cl onet asone propi onate, clobetasol propionate, dexanethasone propionate,
depr odone propionate, beclonetasone 20 prop anate, betanet hasone,

cl obet asone butyrate, hydrocortisone butyrate, hydrocortisone butyrate
propi onate, and betanet hasone butyrate propionate. Antifungal agents:
croconazol e hydrochl oride, neticonazol e hydrochloride, clotrimazol e,

ket oconazol e, 2xdtydcdrezoite ninymistylkeconaziie, i 6 imdenngzole ~ 2
0 CT 2002 - 12 nitrate, sulconazole nitrate, mconazole nitrate,

ti oconazol e, bi figspzeinyl anid¢leaoonaaoipy ldraigsl Yarl wlestry, ipomtleence:
oxybutyni n hydro chl ori de, terodlllne hydrochlorlde and flavoxate 5

hydr ochl oi rde. SKIIGRaIMIRRTAREF L3R axRIrARY Gé’f%rqlétﬁfél HArarehl ake deand

af | oqual one, chl or neS|n carba t|z ni di ne hydrochl ori de, tolperlsone
hydr ochl ori de, 6355%91 ;r)%rff 'orqsdes“}/ YhaGRIA - prALEpaRT 10

flunitrazepam fI a *& br e chl or zoxazg
phenprob§m&1te carebanim) l%dag %}rl ynerPe %‘ egcé}l ne eprcfed)r’xg ‘#%ésﬁ ate.
Ant i spasnodi cs: %ggl p({ A8 e l.at r “1%15?!‘1 3:; ot .
hydr ochl ori de. f§§ di ac g nitr 3€P2r|n |sosor € n|E ‘?% %ﬁnking
cessation aid: LI, acids A@A@éi@ragéfd aqleduzslc ag@i@staf@lc acig,
,hydrochlorlde, epi nastine hydrochl oride, oxatom de, seratrodast,
linolic acid and linoleic acid; and as alcohols,
ethanol, isopropyl alcohol, lauryl alcohol, oleyl al-
10 cohol, benzyl alcohol, phenethyl alcochol, and menthol;
and as hydrocarbons, liquid paraffin and squalane. To
the hydrophilic adhesive mass, these copolymer solubi-
lizers may be added preferably in an proportion of from
0.5 to 70 wt.%, with 1 to 60 wt.%, further 5 to 50 wt.%
15 being particularly preferred.

To the hydrophilic adhesive mass according to the

- present invention, skin penetration enhancers,

e

crosslinking agents and humectants can be added fur-
ther. They may be added either singly or in combina-
20 tion.

Examples of skin penetration enhancers for en-
hancing skin penetration of active ingredient(s) in-
clude known skin penetration enhancers such as fatty
acids, fatty acid esters, polyhydric alcohols, al-

25 cohols, surfactants, organic bases, organic acids,



tranilast, and ketotifen fumarate. 20 Topical anesthetics: procaine
hydr ochl ori de, di bucai ne hydrochl oride, and |idocaine. Antiseptic

di sinfectants: iodine, iodine tinc ture, iodoform and povidone-'z''p(ﬂiCﬁe'l.wZ
Skin irritants: capsaicin, capsicumextract, and 25

4- hydr oxy- 3- net hoxybenzyl nonylic acid am de. 2 2 OCT 2002 It is to be
noted tive ingredient for use cording to the present above-exenplified
ones. 5 ingredients can be used as needed. g--13 that the pharnacol ogically
acin the hydrophilic plaster ac invention is not limted to the These

phar macol ogi cally active either singly or in conbination In the hydrophilic
adhesi ve mass according to the present invention and the paste for use in

t he hydro philicitsthéssvaendniscathandi ng to the present invenlO tion, said
hydrophi | i ¢ adhesive mass and paste being hereinafter to be collectively
cal l ed "the hydrophi | Ne pahtirvaamaddmitaddeni iesinbrskdara gaeekdindy added
to hydrophilic adhesive masses and the |i ke can be  incorporated. For
example, it is Pbsdi BresEblRldNIadIetcinsefrRkPRgitardny EFFsstldrk the

chel ati ng agent uch as.sodi.um edet at ¢ _and _sodi um net aphosphat e, ,organi c
aci ds such as | BERFEPRITAC BRIPPAYSe SRR EAFEAVe BOMRYSTat MLE T o of
such organi c acj LNnQr ic [ ucgh _as_sul furi.c acid_and hydrachloric
261 d, “organt o begsebonetan SeRECUPaR Ben ot e kbR ol 4 soch il

tri et hanol am ne i] o] l.amsae, .Lnok [ uc L um

hydr oxi de and aﬁﬁggFg;hggg?iP?@?S?RE56|P%Pﬁﬁgggnﬁﬁﬁggﬁgf%de5a%?5%§Q§}|icic
anhydri de and h&QﬁEBHHEbCaHBQEhléﬁbhcb%mgBﬂ%@%'QQé paranicu@sirdgnt s,
sUlfites such as 25 anhydrous sodium sulfite, sodium hydrogensulfite, ey
D?CT 20d2 - 14 psedewpepyrrosul fite and sodiumthiosulfate, rongalite,
sodi um edet at e, di butyl hydroxyt ol uene and di butyl hydroxyani sole. In

addi tion, surfactantsIlpestuatdiyveprédsainan cespopHdsegmagnessvanddare |ike
can also be 5 incorporated as needed. No particular limtation is inposed
on the pPo duct PEHNBE0ABYs CALCLNE KPAPEPRLE d NEdHES @ Upadyimg@otassium

sulfate, aluminum ammonium sulfate, aluminum hydroxide,
aluminum sulfate, aluminum chloride, aluminum
glycinate, aluminum acetoglutamide, aluminum acetate,
aluminum oxide, synthetic aluminum silicate, alumino-
15 metasilicate, calcium hydroxide, calcium carbonate,
calcium sulfate, calcium nitrate, calcium chloride,
/n) calcium acetate, calcium oxide, calcium phosphate, mag-
; nesium hydroxide, magnesium carbonate, magnesium sul-
fate, magnesium acetate, magnesium silicate, magnesium
20 oxide, magnesium hydroxide-aluminum hydroxide co-
precipitate, magnesium aluminometasilicate, magnesium
aluminosilicate, and synthetic hydrotalcite; and
hydrates and anhydrides of these compounds. These com-~
pounds may be used either singiy or in combination.

25 The proportion of the crosslinking agent may desirably



._~ cording to the present invention, and a production pro cess for
conventional hydrophilic adhesive masses or 10 hydrophilic plasteysqCa
enpl oyed. In the case of the hydrophilic plaster according to the present
i nvention, for exanple, the above-described essential ingredients and if
necessary, other ingredients are mxed in water, followed by thorough
kneadi ng until a uniform 15 paste is forned. The paste is spread on a
backi ng such as a paper sheet, woven cloth,,ngn-woven cloth or -, plastic
filmand, if necessary, is then covered with a polyethylene filmor the

| i ke. The present invention will next be described by 20 exanples. It is
however to be noted that the present invention is by no neans limted to

them Exanple 1 dirfophidm Co pd@stes Stohie: casré esh-dydy ophbhi 6. edhesi ye
masses of the conpositions presented in Table 25 1 were produced by the

fol |l owi ng productt &, pracegsrefeal?ly frioRoa~l -td2 rodusl tlocugh otess)

(A) Pol yoxyethylene (9) lauryl ether and a por tion of propylene glycol
were conbi ned i rtaxigs dependingroa uits kintd il of eemieowndi um "EUDRAG T RL
PO' and L g nenthol were added to and, djsso]lved in the mxture. (B) Kaolin
and sodi um edet at e wer¥® RRFE FOI AR HI SEpeted § niBPPFMi O nFike uhanee-

ified wat dabD bi t ol luti 7099 . (Q). 1 l'iguid m xt f

Phe romaiti ng pariTor ToTRE B oby| Ene QryRtt Larthbivas centtaFbgicive
I in, di | Lul di [

21 Yk num pot assi v S raph Bend SRR AR e €t RISBPRL BRE S5 Fana t e

oSy el (Lo OR TSELLT 2 GPRFRETyS o HOSROEL ML T EolER
mXxture vas thorouehdyi $bhésLeodRyiatd, Ubd Qi PAStLL¥ASHy QT ABIniher eby a
acid, sodium hyaluronate, and urea. Its proportion may
10 be set preferably at 5 to 40 wt.%.
Desirably, the hydrophilic adhesive mass accord-
ing to the present invention may contain water in a
proportion of from 1 to 85 wt.%, preferably from 5 to
70 wt.%, more preferably from 15 to 60 wt.%.
15 The hydrophilic adhesive mass may be used as is
without specifically adding a pharmacologically active
:} ingredient, for example, as a paste for cooling the lo-
cal fever or as a supporter for compress. As an
alternative, one or more pharmacologically active in-
20 gredients may be added to the hydrophilic adhesive mass
to provide a hydrophilic plaster. The following drugs
can be mentioned as examples of pharmacologically ac-
tive ingredients usable upon production of hydrophilic
plasters.

25 Analgesic antiphlogitics: as non-steroidal anal-



., hydrophilic adhesive mass was prepared. The nmass was evenly i&{g@ﬂgﬂﬂ a
non-woven cloth, so that a hydro philic plaster with the hydrophi“5 C
adhesive mass 20 carried thereon was produced. Test 1 An organol eptic
human- ski n adhesi veness test was performed by applying the above-produced
hydrophilic plasters to the el bows of volunteers. 25 2 2 ocr 2002 - 16
(Testing nmethod) Sanples of each plaster so produced were applied to the

el bows of 20 volunteers, respectively, andjwpen el apsed tine of 8 hours,
the plaster sanples were 5 peeled off. The degree of adhesiveness was
ranked by the follow ng ranking system The results are also presented in
Tabl e 1. Ranki ng system (organol epti ¢ human-ski n adhesi veness test) 10 A

strong (remai ns dJagin yarddiEhlogi dies ngyYwst) . sB icylahe | ymerlakl (pal icat
peeling takes place during test). C. weak (falls off during test). 15 20 25
~7 late, alclofenac, anfenac sodium, ufenamate, suprofen,
bufexamac, ampiroxicam, piroxicam, meloxicam, indo-
methacin, ketoprofen, zaltoprofen, sulindac, tenoxican,
5 acetaminophen, mefenamic acid, flufenamic acid,
ibuprofen, loxoprofen, pranoprofen, fenbufen,
diclofenac, diclofenac sodium, oxyphenbutazone, fel-
) binac, and flurbiprofen; and as steroidal analgesic
antiphlogitics, amcinonide, prednisolone valerate
10 acetate, diflucortolone valerate, dexamethasone
valerate, betamethasone valerate, diflorasone acetate,
dexamethasone acetate, hydrocortisone acetate, methyl-
prednisolone acetate, difluprednate, betamethasone
dipropionate, dexamethasone, triamcinolone acetonide,

15 halcinonide, flumetasone pivalate, budesonide,

mometasone furancarboxylate, fluocinonide, fluocinolone

)

) acetonide, fludroxycortide, prednisolone, alclometasone

Vs

propionate, clobetasol propionate, dexamethasone
propionate, deprodone propionate, beclometasone
20 propionate, betamethasone, clobetasone butyrate,
hydrocortisone butyrate, hydrocortisone butyrate
propionate, and betamethasone butyrate propionate.
Antifungal agents: croconazole hydrochloride,
neticonazole hydrochloride, clotrimazole, ketoconazole,

25 isoconazole nitrate, econazole nitrate, oxiconazole



Table 1 ~.r Invention Product Conparative Product Conponent 29 0CT 2002
(wt. 9% 12345678910123Dt cl of enac

sodi uni. 001. 001. 001. 001. 001. 001. 001. 001. 001. 001. 001. 001. OOPol yoxyet hyl ene
(9) lauryl

et her 1. 001. 001. 001. 001. DO1. 001. 001. 001. 001. 001. OD1. 001. OOL- nent hol 0. 500 500
500. 500. S00. 500. 500. 50D. 500. 500. 500. 500. 50Pr opyl ene gl ycol 5

00S. 005. 005. 005. 005. 005. 005. 005. 005 005. Q05,005. 00Concentr at ed

d ycerinlb5. 0015. 0015. 0015. 0015. 0015. 0015. D015. 0015 0015

0015. OD15. 0015. 00D-sorbttol solution (70% 30

0030. 0030. 0030. 0030. 0030. 0030. 0030. 0030. 0030. 0030. 0D30. 0030. 00Sodi um

pol yacryl at e5. 0GHi 0 90 55 WS %0 D 5n D5 995 . DS 0850 D8 5n DBEa®8Car boxynet h
yl cel I ul ose sodi un2. 002. 002. 002. 0Q2. 002. 002. 002. 002. 002

002. 002. 002. 00EUCRD TR 721 9000 DEoNapul 20 0215d 11 IRcouaz0bd . 005 006

000. 010. 04Kaol i n3. 003. 003. 003. 003. 0D3. 003. 003. 003. 003. 003. 003. D03. 00Sodi um
edet at 0. 050. 0S0. 050. OBFRY% 0L 5 DT HHeR 5 0L BN bR S 0SWYPBEY el AYdEPHUm
pot assi um

sul f at e0. 500. 50 MR SoBF Shb! HoD. BH 200 3ot 8002 BB0E 5B YRFREFI ¢
do. 10Q. 100. 1 : . 100. 100. 100. 100. 100. 100. 10Puri fi ed
3g{er36 3536 753%”%%%§%8g§é9%534 8533. 8532. 8531. 8530. 85369%%3%?8436.81Tota
('t 99 100 0010D. 00100. H0d00: 9010 AED. 20160 904006 0019000100400100. 00100
. 00100. 00Or ganol eptt ¢ human- ski n adhest veness t est AAAAAAAAAA 2 2

~ C- 2002 - 18 dJwlosiqy| deplodqi@Tondp ciebotpleésifStatbamnaes sented in
Agble 1, the hydrophilic plasters of the present invention (the invention
prfoducts 1-10) wtidanibeihydipphothtornikesi velpesiesnachpddoanlopilbe pres s
ent invention, different fromthe conparative products 1-3, retained strong
adhesi veness to o¥@zblamn Skinasepanashydedenbenided dingepane puAparam ve
products either fell off or partly peeled in the predeterm ned tinme, and
failed ﬁUJprOV|d€1§?%6ﬁ©255ﬁ85|@éﬂé%éepiﬂrE&ﬁﬂ%%éO%aPWdPBBHPFPEaBPasters
with the hydrophllic ad hesive nassesagresented wer.e produced in

the same manner &8 ?ﬁ€°¥ﬁé8ﬂ?roﬂhﬁ?88 fmateg ?ﬁL%ﬁﬁﬁﬁ#Emflexééﬁ rPhahe
"EUDRAA T RL PC’SMQS chang d;E G'T E_15 100". An organol eptic
human- ski n adhest Vehes pﬁé ars e%%%?ned in the same manner as in

Test 1. The test resul es b Table 2
1, Conp.lnvention Prodé@?gﬁgauct %%ongﬁé 15Hl§%l&§&§iﬁ%gTé§5<:Iofenac
sodi U 001 001. 86300%e 0011 984e00Bab ¥oXY EhbYHIRECLR] LKLY

et her 1. 001. 001. 001. 001. 00l . 001. 00L= ment hol 0. 500. 500. 500. 500. S00. S00. 50Pr opy
| ene gl yool 5. 005. 005. 069r805c805n00bo§EOBEEAT I @h@disosorbide nitrate.

A ycerinl5. 001S. 001 5. 001S. 001S. 0015. 0015. 00D sorbitol solution

(70~) 30. 0030. 0030. 0030s0D6BING0BEsH8BHEN0SDAE unicotine.

pol yacryl at e5. 005. 005. 005. 005. 00S. 005. 00Carbox¥nethylcellulose

sogli un2. 002. 002. 002. 002nbH2lhergdOFRDRALE T &2elastine hydrochloride,
1000. 050. 100. 200. 501. 002. O0Kaql i n3. 003. 003. 003. 003. 003. 003. 00Sodi um
edet at e0. 050. o5oeBEDaB§enest6ser%EFF%a'aPﬁﬂFﬁmhﬁﬁota§§PﬁﬁPdast

sul fat e0. 500. 500, 500, 500, 500. gOTartar

261 do. 100, 100. 10654051385 186810 LFEA Funarate.

t er 36. 8036. 7536. 6536,.3535, 8534, 8536, 85Tot al
ma er~)10’%‘900100 00100. O8F36250186° EBb°681§6°86tP8a XFEBFP&°E&%§n ski n

adheS|veness tesy f@@é@?Q Nh@d?béhlakhhe 22439113 20 The

hydrophilic plasters of the present invéntion % e |nvent|on product s

11-16) with the hydropRhthigef€dic disinfectants: iodine, iodine tinc-
ture, iodoform, and povidone-iodine.

Skin irritants: capsaicin, capsicum extract, and

25 4~-hydroxy-3-methoxybenzyl nonylic acid amide.



hesi ve masses according to the present invention ex hibited strongﬁ 00T 2002
adhesi veness. 5 Exanple 3 Hydrophilic plasters with hydrophilic adhesive
masses the conpositions of which are presented in Table ,..~ 3 and Table 4
were produced. 10 15 W20 25 Table 3 1 Invention Product Conponent (w.~)
17 18 19 20 21 22D cl of enac

sodi unl. 001. 001. OOPi r oxi canD. SOMel oxi canD. SONet i conazol e
hydrochl ori del. 000xybut yni n hydr ochl ori deEpgriLsone

hydrochl ori deNi trogl yceri nNi coti neOxat om deLi docai neDi i sopr opyl

adi pat e2. 50D et hyl sebacat el. 00D i sopropyl sebacat e4. 00Pol yoxyet hyl ene (9)
| auryl etherl.001. 005. 002. 50Pol yoxyet hyl ene (10) ol eyl ether5. 00Myri styl

| act at eS. 000 ei ¢ aci dXt60Bertxy|be noted that the pharmacologically ac~-

al cohol 5. 00Squal aneL- ment ho| 1. 000. 500. 500. 50Pr opy| ene
gl ycol 10. 0040. 0G0 O Tettenf Yt ee Gy dere npclowalst boe o bapten02s: 00 N

N N .,."~~ Table 3 (Cont'd) 6 0 ... Invention Product Copponent (wt.~) 17
cording to the present invention is not limited to the

above-exemplified ones. These pharmacologically active
5 ingredients can be used either singly or in combination
as needed.
In the hydrophilic adhesive mass according to the
- present invention and the paste for use in the hydro-
philic adhesive mass according to the present inven-

10 tion, said hydrophilic adhesive mass and paste being
hereinafter to be collectively called "the hydrophilic
adhesive mass", additives which are generally added to
hydrophilic adhesive masses and the like can be in-
corporated. For example, it is possible to add, as

15 crosslinking rate regulators, chelating agents such as
sodium edetate and sodium metaphosphate, organic acids

»} such as lactic acid, citric acid and tartaric acid,
h metal salts of such organic acids, inorganic acids such
as sulfuric acid and hydrochloric acid, organic bases

20 such as diethylamine, diethanolamine, triethanolamine
and diisopropanoclamine, inorganic bases such as sodium
hydroxide and ammonia; as fillers, kaolin, titanium
dioxide, light silicic anhydride and hydrophobic light
silicic anhydride; as antioxidants, sulfites such as

25 anhydrous sodium sulfite, sodium hydrogensulfite,



18 19 20 21 22D-sorbitol solution (70~)20.0020.0030.00P0Iyacrylic22 O0CT 2002
aci d1. 001. 00Sodi um pol yacryl at e3. 005. 005. 005. 005. 00Cr ossl i nked branched
pol yacrylic aci d4. 000. 20N-vi nyl acet am de/ sodi um acryl ate

copol yrmer 3. 00Hydr oxypr opyl cel | ul osel. 000. 50Hydr ophobi ci zed

hydr oxypr opyl met hyl cel | ul osel. 00Car boxynet hyl cel | ul ose

sodi unB. 001. 002. 00Pol yvi nyl pyrrol i doneEUDRAG T RL POL. OOEUDRAG T E
1001. 000. 100. 501. 000. 20Kaol i n5. 005. 003. 0QLight. anhydrous silicic

aci d2. 002. 00Sodi um edet at e0. 150. 050. 050. 050. 05Dri ed al um num pot assi um
sul f at e0. 350. 300. 45AI um num gl yci nat e0. 250. 01Synt heti c

hydr oxytal cite2. O0Tartaric

aci d0. 010. 100. 3CRE0MN QYT eshbhbtaname 7s@dPumi fihédsulfate, rongalite,
wat er 70. 0022. 6960. 0036. 1526. 2028. 94Tot al '

(wt . ~) 100. 00100.9100" 090 b1 0Dl porobh vdnesstobigne and dibutyl-

(g/ n2) 1000200100010001000200 N NN O n_, ,t :",s Table 4 Invention

Pr oduct Conponent?Y3OXy 0595262 758 R Af bF 2P Surfactants, perfumes,

sodi unpt oxi camel ox] caner conggol eS8 1A BV PIRY el anso be

hydr ochl ari deO. | i n0. [ cotine0. 100xat om de2. O0Li docai ne2. 00D i
sopropqu%dipat2@&%%@3%%%&%%ﬁ?%t%g%ﬁggbacateD i sopropyl
sebacat ePol yoxyet hyl engg ( rtﬁ&ﬁyéreihﬁiéaeﬂénopg-§@§OQQa-éHF@h¥O§ysLhylene

(10) oleyl ether5. 00Myristyl |actated eic aci dBenzy

al cohol Squal ane53 W&t 1 6% NH POt Os SOLE 0Pl é ERRdrophilic adhesive mass ac-
gkycol 40. 001 0. 0020. 0010. 0040. 00Concent r at ed
Gﬁycerin25.0010.@@ﬁ@iﬂ@2€oOﬂﬂ@.ﬁﬁéseﬂﬂ Mwvebt o), GBnd & prddabteidn(peot’ d)
I nventi on Product Conponent (w.~)232425262728D- sorbitol sol ution

(70~) 20. 0030. 00209V PHPY acPyV vt dond20hPATOPODELdi aghesive masses or

pol yacryl at e5. 00S. 005. 00Cr ossl i nked branched pol yacrylic

aci dN-vi | acet Y ¢EPRBEL 4f RERFFaFE can be employed. 1In the case of

ﬁﬁgféigﬁﬁgbi?%?ﬁﬁﬁ@ﬁﬁféﬁi L?Lﬁig%?:ﬁ;ggg%giﬁéggt" the present inven-

i unf. 003. 002. 003. 00 i i . 205. 004, 0QE L.

Po2 004, OoLLDRAG o0 TE8T ik BNBRE! | bt IBRETe 2A2s 80 o B0 e ke ey ar ous
silicic acid3 002.095.003 003 PRSedLum.ede al £0.050,100.05015012: 10 | o

al um num pot assi um sul fate ( . umn
egCInateO-188yn1ﬂe&aeeb¥dfsxysabsl59Teﬁ5§5hgh_kneading until a uniform
aci d0. 100. 201. 001. 201. 20Tri et hanol am ne0. 40Puri fi ed

wat er 15. P936. 8S5p0886. 75200028. 20TAkapaste is spread on a backing such
(wt.~)100. 00100. 00100. 00100. 00100. 00100. 0O0OMass wei ght

(g/ n2) 200100020049082p81600sheet> Woven clotN, anOniwoven~cpotlt 2002 - 25
CLAI Ms:

- plastic film and, if necessary, is then covered with a

]
~

polyethylene film or the like.
The present invention will next be described by
20 examples. It is however to be noted that the present
invention is by no means limited to them.
Example 1
Hydrophilic plasters which carried hydrophilic
adhesive masses of the compositions presented in Table

25 1 were produced by the following production process.



1. A hydrophilic adhesive mass, conprising 0.05t0 10 wt.%of a c ?Imq'emopf
an -am noal kyl 3(net h)acryl ate and an al kyl (nmeth)acrylate.12. A h?g ophilic
adhesi ve mass according toclaiml, wherein an anine noiety in said

am noal kyl 3(net h)acryl ate has been obtained froma tertiary am ne~r~ 4or a
guat ernary ammonium salt. 3. A hydrophilic adhesive nmass according tocl aim
1, wherein an anmne noiety in said am noal kyl 3(neth)acryl ate has been
obt ai ned from di net hyl am ne ortrimet hyl anwops um chl oride. 4. A hydrophilic
adhesi ve mass according to anyone of clains 1-3, further conprising at

| east onehydrophilic adhesive selected fromthe group consi stingof

pol yacrylic acid and salts thereof, copolyners ob-5tained using acrylic
acid or salts théFEBAUCEA@cPIracgssde derivatives and salts thereof.5. A
hydr ophi | i ¢ adhesi ve ngis ?pgordin toclaim4, wherein said at | east one
hydrophi | i ¢ adhesi ve3i $°4eFECYOFYLLONIERE dPdup adddi sttihey @fnd a por-

pol yacryli caci d, i | yacryl at crossl i nked branched5pol yacrylic
acid, crosslinke8§§ﬂa§ghggoﬁggfﬁﬁl8@&?& r Ye8Ra COMPANGSs [1infice @ rprigdiicta taf
acrylic acid-stagg ft pal: l....N-Vi_nyl.acet am de-sodi um acryl at e
copol yner, 2 Zﬁ%%§g%%02Zﬁgzgl%gﬁfﬁpg§ygfﬁﬁP@eI?gb%@@FIT RL 30" and L

hydr oxypr gpyl cel huhesei1 94xee0%1BEAPYLMRERY I e.: ,
hydrophobicizelehydroxypropyImathylcelH}I(lggg%'ogrk{%?1 in the mixture.

car boxynet hyl cel {31l HhosensadiusbabunAeRrdrneBhi,bi-e aghesi ve gﬁg?dq%gprding
to any2one of clainms 1-5, further conprising, as a solubilizer3for said
copol ymer of saiBeusedoahkgl 1inetil) atkyhabect~pdangisal ¢datlylana a p-
6@Fth)acrylate, at | east one ingredient5selected fromthe group consisting
of’ pol yhydric al SPEBREPS, spautfonci(@0&st er §¢) sinf actlagusid hakkyire of
aci ds, al cohol s and hydrocarbons. 17. A hydrophilic adhesive mass accordi ng
to anyone of claFig §9B?lﬂh39epﬁr§&96rOfstb@npabpeaeha glgcoli3pant con-~of
from1 tg 85 mﬂ.oolg. $yd§o hilic adhesive nmass according to any2one of
safie 9LeG

claims 19, furthe? SELDY eSSE 1 BRePPAYBCFYL aliRentatbbaymethfylom

t he group consi st} Kj netration enhancers, crosslinking agents and
hunec-5tants.19.é%?%§g§%%h%ﬁégsﬁlé ?e?rﬁﬁﬁp??EWﬁﬁuE BaERPRUPaRHLAABESt €

formed of a hydrﬁ@$@Ié@eﬁgyeaigﬁ?gggg acT§80£gingé§8 ng ggsegheclains 1-8

and at | east one4pharnmacologically active |ngre3| off1s-
sai d5backi ng. 110peAs hyds opbi Vb pbashes i AEE L1090 im.9 220
Ci 2Q2 - 27 2 wherein sa?g gt | east tne 8%%#%&%%?gg%§agbyaa%PFegan3

gredient is sel emt@dvéromhér g50uRte@NcheteNy PL-8R2k4 983hCwas addeq
antiphlogitics, antifungal agents, drugs for 5 urinary incontinence,

skel et al 13ruscul afurghaxansdsqd tine | BEASIOLhEG SmigehHb aGss gﬁgggaghggssation
aids, antiallergic drugs, topical anesthetics, antiseptic g disinfectants
and skin irritantSr¥ed AP Aumlfgym paste was formed, whereby a

3% A . A(_. Al . Aa. AuF. Ah3r. AF. A3. A Al _A 2u. A

'y | Y. Aur A. aEA. EX 9PINa ARAes B mesg was prepared. The mass was

+,’Bhi | gb
s serle sl cl dlial

] ca] ca] ca] ca] calzalca] 6@ eul cal.cal calca) cal calcalca] cal]calca]calc
A)%A Xy e Yfijl ophilic gh sive mass

a] ca] ca] ca] ca] ca!
20 carried thereon was produced.

Test 1

An organoleptic human-skin adhesiveness test was
performed by applying the above-produced hydrophilic
plasters to the elbows of volunteers.

25



H L|}M\] c}xsnid_Z]]]ca]ca]ca]ca]ca]ca]ca]calca]cal ca] ca] cal ca] caﬂcﬁﬂéﬂza] c
al calcalca]calcalcalcalcalcalcalcalcalcajcalcd4 9 :

@AVW} ~{vql gb] X] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] c”
ajc”Ma] ca] ca] ca]ca] ca] ca]ca] ca]ca]ca] ca]ca! "#12;

k} xsni d_Z] ] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca]ca] ca]ca]ca]ca]ca]ca]ca]ca]ca]ca]c
aJ ca] cal ca] ca] ca]lca]ca]ca]ca]ca]ca!;

<IMNf g{ | } xsnid_Z] ] ca] ca] ca] ca] ca] ca] ca] cal ca ga]_ca] ca] cal ca]calca]ca]ca]calc
a]J ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca]ca]c&a!)

RS u} xsni d_Z]]ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca) ca] ca]calca]caJca]calc
a)J ca) ca] ca] ca] ca] ca] ca] ca] ca] ca]ca]ca! uvDy/ 0@AWKpQq} xsni d_Z] ] ca] ca] ca] ca] ca]
ca] ca] ca] ca] ca] cqlrealGalc aletdlazn] ca] ca] c&a] ca] ca] ca] ca] ca] ca] ca] ca] ca] cal ca
]calcalca! YZ_, (Dl wnmhc” Y]] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca]ca]ca]
ca] ca] ca] ca] ca] cal] ca] cajrpe]eca]octa|ezadic g leedtea] caj qatoduced were applied

+, >?HOP] “pqyz67WK} xsni d_Z] ] ] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca] ca
] ca] ca] ca] ca] ca] ¢8| dajec &ldwwsa]f)La M ]St ca | kB PEHRBARMN gird xepirl 7] |
] ca] c&a] ca] ca] ca] ca] caj ca] ca] ca ca] ca] ca] cal calca]ca]ca]c ]ca] cal ca] calcalc
a] ca] ca] ca] ca] ca s ,mthe plaster samples wer

1rdr '} xsnid® ca al calc cal ca calcal ca cal calc
a] ca] cll] ca] ca]ﬂc!a]p@%l@g]] (93‘]4% @gl éi]ecga‘%ecea%q }a«ﬁl J J ﬁﬁ’}im %S] ¥‘p]a$b]$$
$$88$$$} xsni d_2Z] 1.l ca ca calca
ca] cal c}a] ca] ca] 1:] ]hca]tccoa %iﬁg% !ga] E’Q (g]sc‘c’gg'é%%ﬁ %ﬁ%%] %/?%/@5 !’/d'o/}n?/m!%)
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h& ()-ff2F10% h& ()-f010% h& ()-a?YNC!' 10%<& ()-  "10% & ()- !

"109%& ()-" @0% h& ()-10% h& ()-%0% h& () - . xVAYNC P' &10%pé& ()--! H &10% h
h& ()-- ' &10%X: ()--!LS#z#10% h h& ()-!' 10%h h& ()- 'l' 10%& ()-

(uv7! 10938 ()- @310%& ()- 10 h h 10 h h 10 h h! "5#10%h h& ()- 310%

h& ()- 90 10% h& ()-i H3}[9uV7!!c' 109GG& ()-!' 109& () -

1098 () - YRL0UGHE! () - 4@ LOIFSTREo D - +F 43 LOYE 7854} 188206 Yok LE AL 0YGL (b= 10G

10G 10GL,G'10% & ()-'L,G'10% ()-'L, G'109%CCC& ()-!"10% (*(& () -
HEtti[odY:!l sented in Table 1, the hydrophilic plasters of the
{1109 ()-'!109%G& ()-0f9%d0%E ()-M G 10%@ @& ()-!G' 10% (& ()-1109&& ()-""
Y###$WZ X9. . 10Qr<sdadn(enti¢n. GHOYEN (Rt {Sn 1PPE@RNCEs! L¥L010% R D) -! Y
(109GG&' ()-!+nY (10%r & () - %0R88RBEL &N: 10G) . G'10%G f 10%Z&' () - 109%&Z& () -
, 109Z&' () - 10%Z& K9 -Hyxdnoptei L3¢ adhesive masses according to the pres-
5 ent invention, different from the comparative products
1-3, retained strong adhesiveness to the human skin
over a predetermined time. The comparative products
- either fell off or partly peeled in the predetermined
time, and failed to provide strong adhesiveness.
10 Example 2
Hydrophilic plasters with the hydrophilic ad-
hesive masses presented in Table 2 were produced in the
same manner as the invention products 1-6 in Example 1
except that "EUDRAGIT RL PO" was changed to "EUDRAGIT E
15 100". An organoleptic human-skin adhesiveness test was

also performed in the same manner as in Test 1. The

§ test results are also presented in Table 2.

20

25



()-9%40%& ()-m 10Z 10Z

gtv+++| ] >bC 10G

109Z& () -"10%&Z& (99 0CT 2002
“O#10%& () -

10G
10%4] & () -

(}9!*8**

*rx xx1*pHC 10GLY109&
10%&' () -1S@O0%&' ()-1S@O%&' ()-!9#109%& () -!

1111 wXVB7 10G 10 10
10S, #109& ()-!S, #10% , & ()-!S, #10%p& ()-!v' 109ZZ& ()-!{' 109%.L& ()-//S$/[///

10G 100 &8&3' (0(b(aBN: 10G&109%Z& () - Yd0%Zé& () -
/ dEMB7 10G 10 110%t| & ()- &10%}| & () -

109@2& () - ! 3&109°P& ()-b((())8) 1)~ @\

2S109@& () - &0109&& () - F. 3100%&& ()- f, 109&Z& ()-
(&LOYB#8&' ()-! (&L0%Z-Z-& ()-1)))

10Z7 109%& ()- 5 109%Z& ()- 3f 109Z&*

9#10%p& () -+, -.

v v 1s97] ssauaAlssype urys-ueuny o13dejouedip
00° 00" 00" 00" 00° 00°00T { 00° (%°3am) 1301
8-’ G8° 68’ 119 9° 6L 9¢ 08’ X93eM paliTand
¢ 01°0 0T’ 0T’ 01°0 0T'0 01’0 oT” pIo®R OT1IelaER]
S oso 06’ 06” 0s°0 0670 0670 06" 93eJINs unissejod wnulumie paIlig
7w G0 0 S0’ S0’ S0°0 S0'0 S0°0 Go* 91E39pP3 UMTIPOS
mw 00°¢ 00° 00" 00°¢ 00°¢ 00°¢€ 00° utioel
00" 00° 0s°0 0C°0 0T°0 So° 001 T LIovaanid
00" 00" 00" 00°2 00°2 00°2 00" unTpos ssony{odTAy3ramLxoqIe)
00’ 00’ 00° 00°6 00°6 00°6G 00° s3eTLaovd1od umipos
00" 00" 00" 0070 00°0 00°0¢ | 00° (%0() uoranjos [o2TqIO0S-(
00° 00° 00° 00° 00" 00°GI 00" UTI324T9 po3eIjuadu0)
00" 00 00" 00°S 00°6 00°S 00" 109418 eusiAdoxd
! 06’ 06~ 0s° 06'0 05°0 0870 0G° Toyjuau-g
00" 00° 00" 00'1 00°1 00°1T 00" 1eyaa 1hinel (g) esuaidylafxoliogd
X 00° 00° 00° 001 00°'1 00°1 00° umipos OJeU’aJOTOI(d
= 9T 61 Y1 €1 1 11
i (%°3m) 3usuodwon
N ox
ﬂ\MMMMoom 3onpoxJ UOTIUSAUT
o3 —
¥
S = Z oTqel
g N
o
D~
Or
o=
55
g -
e L U




109 & ()-! ' 10%4| 4] & ()- S-10%H| & () - " 10%| & () - Y1111#2722dBNB7 106 s

10! (' 10%

| & ()- &s10%#| & ()-9%$Z"10%}| & ()- #10%4| & ()- 9! 10%4| & @~

Y10%4| & () - 2223334444dYNC 10G 10! 104| 104| 104| 9l 7#10%| & () -
010%| & ()-"93. #10%4| & ()- S, 10%| & ()- *10%}| & () - 4$4+4565d55dEYNC 10G 10!
f10% & ()- 310%| & ()-9° 10%} & () -

109 & ()- sSFMLO%}| & () - & 10%}| & () - 3556667>7v7dEYNC 10G 10! &
10%4| & () - 8SMLO%A| & ()- f10%4 & ()-s 1094 &y )-

109 & ()-° @A0%}| & () - v778C8t 888aBYNC

10

15

20

25

The hydrophilic plasters of the present invention
(the invention products 11-16) with the hydrophilic ad-
hesive masses according to the present invention ex-
hibited strong adhesiveness.
Example 3

Hydrophilic plasters with hydrophilic adhesive
masses the compositions of which are presented in Table

3 and Table 4 were produced.
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8’ hydroxyethylcellulose, hydroxypropylcellulose,
9 hydroxypropylmethylcellulose, hydrophobicized
10 hydroxypropylmethylcellulose, and carboxymethylcel-
11 lulose sodium.
1 6. A hydrophilic adhesive mass according to any
2 one of claims 1-5, further comprising, as a solubilizer
B 3 for said copolymer of said aminoalkyl (meth)acrylate
**} 4 and said alkyl (meth)acrylate, at least one ingredient
5 selected from the group consisting of polyhydric al-
6 cohols, fatty acid esters, surfactants, fatty acids,
7 alcohols and hydrocarbons.
1 7. A hydrophilic adhesive mass according to any
2 one of claims 1-6, wherein water is contained in a pro-
3 portion of from 1 to 85 wt.%.
1 8. A hydrophilic adhesive mass according to any
2 one of claims 1-7, further comprising at least one in-
"j 3 gredient selected from the group consisting of skin
) 4 penetration enhancers, crosslinking agents and humec=-
5 tants.
1 9. A hydrophilic plaster comprising a backing;
2 and a paste formed of a hydrophilic adhesive mass ac-
3 cording to any one of claims 1-8 and at least one
4 pharmacologically active ingredient and spread on said
5 backing.

1 10. A hydrophilic plaster according to claim 9,
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