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DE AAL A7t (mm)

He= AA2l FAIt (m).

2 EYoA, <«<AAg>> ZEHEe 192 &4 A8 88 mdE 24 A8y WES 2d™ske AlFF A
Al E3] AMREE ZEHE UEhE 205, B SYdA AR A EEeE FEEQ, o &4
Aol o wd £o2 g AEY WEL YWY A EE JARAH 5 glo] slede® de gt
s Fato] BAstE AL ou|gtt. ol e HAR ZEH wER oA &4 die] HXAL &
kel Qo] HE ¥ widY AR s FeE EAT IAFES /I, webA, 9y HFEE] Hod
SESFE I AEY e 9 ol §XHY
2 Z9stelA, pli-vjgE4 FEHeeE 182 5 UEYZ B EYAE JF4T & 9o, 1 IFE
o] ¥ wld o] pHoll Jwtx] 2 st FEHWE Soheu ALY
2 ZYstalA, SAF= FHon 87153 AEolEE XS U] @l gstHdow gl 95, &
3] A A= AH ol E(oxycodone sulphate), A= =2 Z8o]=(oxycodone hydrochloride), A Z=
p

EgZF 2ol o] E(oxycodone trifluoroacetate), SA|ZE  E|Aun|7tEnlE Flo|=2 F 2o

(oxycodone thiosemicarbazone hydrochloride), 2N FE HEFEF 2 22 23] @ U] o] E (oxycodone
pentafluoropropionate), p-UEZH L3 =} 2A]F=(p-nitrophenylhydrazone oxycodone), o-HE=Al =
AlFZ=(o-methyloxine oxycodone), E|lAu]7IEntE JSAFE, Au7lEnlE A ZE, Ad3=gs
A FE SEgE 2AFE, 2AFE Slo]=Z H FEwrlo]=(oxycodone hydrobromide), 2A|ZE HFAOE
(oxycodone mucate), 3A|FE wWE B Zrlo]=(oxycodone methylbromide), <AJZEE 22 9]E (oxycodone
oleate), n-=Alo]= 2A|FE(n-oxide oxycodone), SA|FE olAE o] E(oxycodone acetate), ©|@7] QA=
= ¥ AW o]E(dibasic oxycodone phosphate), SAFE, A9 7] A FE EAH | E(monobasic oxycodone
phosphate), LA FE=S 271 EmE H7] A, LAlFE ol EH o] EE g E}o] = ¢ o] E (oxycodone
acetatetrihydrate), SA|ZE H|A(FEFEF L ZFE] ] E)(oxycodone bis(heptafluorobutyrate)), SA|Z=
H] 2~ (v g 7} 2 8w o] E ) (oxycodone bis(methylcarbamate)), SAZE HA(HEESF L2 X 23] Q1| o]
E)(oxycodone bis(pentafluoropropionate)), AFEE H|A(FFU-3-FI2EAY|E), SAIE HA(EYS
F9Q 2ol H o] E)(oxycodone bis(trifluoroacetate)), SA|F= HEFZEZ 9] E (oxycodone bitartrate), A
FE FEE3o]=o]E(oxycodone chlorohydrate) H  A|Z=  FHESto|=go]E A H o] E (oxycodone

pentahydrate sulfate)ZE %23}t 22elt}.

2 gl AAEL e 5 FEE Ad Az

wa7b J1Ee] AR A)E5S o g5t
d7h AAH o Bobsd g Ao,

=,

I

5 %
1= 4gd 5 glen, ¢

4 AAEolg Y. 1 FRE ZAE
Al
o

=
874w, AAe] AdstE el 1 &

>
>

= pil pid
oleldt FuAQ FEE wd RAE A gL A3 g Ao Y, ot oud AAES oFR
Hgow Rog 4t SAmEd Al AUSE ford ATAE AU, AT oA A At
= 1E EE G EE(SE, AARL, dold.. )8 ogdtels Addown sid 5 oA wE

¥l AASE EH, AXo] e pH(H < )9 F84 vlde] AAHow Bl oed SHEe
o oqEt 2L el @,

wowye] AAEe £3 2= vjdelA BEYAE, ol Fmol HAUG HHE $uH 0§ 33
£% o)fo] 48 F UgT Jvat

EE, P ouge] gAEE, 1 FE) FA UBEAY 9% Frol Bsa, 37 MEGA ) £3E S
FES) QRS Abeetal Ak mebd, B el AASe 8 A%e xdeit, wddslt 12 A% 23
she, o HEASIE 20 A7 Z3bshs Szt AN A Soz SAmES WES s B,

FESAE, B owyel AAEe ST 13 HANE SAZES ITPSe ogd AZEe Y¥sed
Q2
[

ApgET,
HFAow, FARoR FUE L AUA FEAEY] e 9 24 AES ¥ dHER A" 2
wro] WE gAle MEYs FrE TEZ Gwstel I AUA A2 SolsA s, o= A4 ¢4E 9
=2 99
= = 1
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Aol pli-H|o| &2 WEZLAE AP Euw, =3 Fudragit® RL 12.5, RL PO & PO & RL 100 & RS 12.5,
RS PO ¥ RS 100 5HE, ZTeWLdLa&Ee] fuAls, SEA 2 32t ZH(PLGA), dis, g2t
EYHd oMAHCEES fFRAE, EYHdIETE FEAE B WAAAE A52exs g [ZYHd obAH)

= v AREeR dujg) B mAAAE AER

[%—?4(Oﬂ%‘OPEL%EH°1~/U1]%‘U1]EPEL%‘EHO]E/Eﬂﬂ]%o}‘:]ioﬂ% Hetad ol E  Frete]=)(1:2:0.2)]¢]

[Zen)d olAlE|o| E/Z e du] %2 E(80:20)]1¢] £ (Kollidon SR¥olgl= Huyon wujg) 2 a2
A Azgor 9 [Zg(ddolade ol /v elad ol E/Eamdoln]moe ve b o]E ZRalo]
E(1:2:0.2)]1¢ &322 FAHE o &3t}

~

mineral type)¥d 4 At} ol

4% vEYze] RPASE £ VDY o
Ei Qb AE), dRE L AU AUAelEE @ et BlaulgER AR 2ol S8,

2 o] w2 Ao ¢F uwEaE FEEAE AV AFE A FIEAEY EFERZ o]Fofd = 3
o AL HAEAREe AgE e T {7 EFEH 9 vd FEAES gt nHEe EEY =
Aal, T Ay AgE AYAcEY E3E + vAAHE AEZ A9 U & EIEY T {7
ZEy + g FEA EFEA & Advh

do] w2 A9 ¢4F wEY x| EAste FEAES, FEsHAE 7] WED 2ol 40 WX
100 T=%E Y™, fEstAle WEH2: F FF 50 WA 90 T=2%E e

o o) dhube] Fegh AAldo] wEW, Y] oFE wERAE oY Eem e (10D EFER A,
frelatAe mAEdg e dEes 94 E9E[(80:20) H&S ZEHld oMol E/ YR & (4R &
2= (Kollidon) SR* & #E)e] (1:1) £3E= TAHAY, T a4 de Azas 9 [(1:2:0.2)9] 1]
9] EZejddoladeolE/Mdvead ol E/EgvE-qtR oY uﬂE‘rﬂ%Eﬂ o|E FRgol=]o EYPEY

i

g Atk FEEHAIE, ol T EFw A7 ] E wEY xS B TR 40%0] % HE&S JE
=

H5 WMEHAE FEEHAE 45 WEY 20 FFEAE dete] d7d], FRou Avl, &4, ZEoIEA
vl 1], %%quﬂéiﬁﬂ 2 Z(PEG) E+ AEolE2t 23 e &2 A (anti-adherent agents)¥ T 4
FTA AHAAE ZZAIE Ao ory ) oAy BIEE i A3A(binders) T o] FEAle] A5
A (cohesion) S A7 3t o] de] RPAE 53], AEE, AE2eA FEAE &= FdA(fillers),
TZA, 7t4A, S A (bulking agents) & A T 2AAE L3t

RATO] BASE A3, ol

3 =
2 AR, v sHAlE 0.5 WA 5 F
ol

(e) 39 A (aversive agent)®EA ZAA|
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Z33}
 Pharmacoat® 606, Brenntag)9] &4 3o <

e FIA[MAZREE AEEL

S5

3

th6 % ") g,

o]
Al (HPMC)

51
H
= -

k<)
3]

g2z 749 ¢

471 ARA &AL

Lo

=

Germany)oll Al 7] 2

Fhgstel dolzl Fhe ¥

vl x| (batch) N° DV000165; McFarlan Smith,

=N

o

=

=

Glatt,

ZECEREEN

=]
h=

E(ZAZE HCL,
D e A =2 Q9 A (HPMC

3

A
(GCPG-1, Wurster,

S
=
[e)

J
}od (bot tom-spraying) =3 €},

(PVA/ZEH 49 E] = 80:20)19] (1:1)
iy

SAFZE HCl 2 4.87 % HPMC
1. AR Az

%

J|

SAFEE HHe A=

ul
=
e
=
1_
A}

o A o
5

d 1:
A
1.1.
3}
2
E‘]—

[0131]
[0132]
[0133]
[0134]
[0135]



[0136]
[0137]

[0138]

[0139]

[0140]

[0141]

[0142]
[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]
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HPMC 2 SAIZE=S] HIEELS X 1o FoA o).

%1
I HE2] wjx](Batch) n’ XOXY4979
AR RS [%] WX FEF, a3
LA FE HCL 95.13 500.0
HPMC(Pharmacoat® 606) 4.87 25.6
AA = (Purified water) -— 336.9
AAR) 100.0 525.6
71 st FA gk miEaES & 24 FoA Ak A(phase) 12 Hx 175 g9 &8 EAFsE A
aldsla, A 2= HolglE 185 go EAlo| sju-git):
X2
HHES] WA n’ X0XY4979
oA 1 2
g 2% (T) 40 45
=9 25(0) 23-29 24-27
AAE 2%(T) 21-28 25-27
AL §F= (bar) 1.0 1.2
A} £ % (g/min) 10.0 6.0
AZx GALE) 60 CellAd 16 A1+
A7) 5% G o]Fo dojxl FHEL E 30 FAE EAHES 7K
%3
H = W Ao JAF A7 | ER7] R g/nL & X7F Al F=
) (%/100 g) (%)
X0XY4979 108.7 0.450 6 3.47
(4.87 % HPMC)

2. 4= wEEY 29 Az

227 Syloid® 244, Keyser & MC Kay)o] eu] &3

mAAAA W22~ (Avicel® PHI102, FMC) 2 HAH 2
2 Fet gAET. Zn|dolAEH ol E/ R d S E

E& 4 Z3}7](AR 401, Erweka)olA 40 rpme. = 2

(80:20)9] EFE(Kollidon® SR, BASF) 2 4741 ol 7)EE wke} o] AlzE SAIEE JHES A7) 9|
EEe W rEa gdEE 40 rpmo 2 15 ¥ T A 7 E|CA FaEn. HAFHor, dFsE B
obo]] &) W npAS A3l o9l %%Zﬂ( ol 2AF nlav)4F, Quimdis)+ 3H7] €3 w/fHSFES o] &
sl 7] E3Ed H7tEY: 40 rpmo 2 5
AHEE SAZE HHEY S 40 mg SAIZES Edste AAES AAY FHoE SHEY.
Zhzte] A G| HEEE & 4o 2ofHo] A
x4
vz HE XCOX5009
AR MRS %] = (mg/AHAD)

SANFE BYE 19.83 44.62

(1ot X0XY4979)

Kollidon® SR 39.74 89.40

Avicel® PH102 39.73 89.40

Syloid® 244 0.20 0.45

2Ejol2 4 w4 0.50 1.13
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[0152]
[0153]

[0154]

[0155]

[0156]

[0157]

[0158]

[0159]

[0160]

[0161]

[0162]

[0163]

[0164]

[0165]

[0166]

[0167]
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EE 100,00 295.00 |
1.3. 4=
A @A dojd HE EFE 4% 9l FEAY BAS 11 m x 5 me A 35 e U4F Ao
2 4= T A~ (PR-12, Sviac) AolA F3ET}. 4EFLS A 4F WA old e EF 7ME dAE = o
5t EPE B 4% /1TE Qo) B4HoR syu
Ao AHAAES] EAHELS X 5ol 295 o] Q. HAFHES 20 /e BEC diste] AXrE Hto ddsit
5
X5 WA n XC0X5009
=% (ng) 225
o et d
7] (mm) 11 x 5
A (mm) 4.15
AE (N) 381
YEHE (MPa) 6
3} 3 = (%) 0.0

o 12 Webd Qojdl AAES 45 old Ei mEe] MEHs JRE mt F Tesg sldd Bas) A

3] glo] 6 MPag] w9 =2 U= % 0 =S 7FH,
1.4. o 19 we} dojd FA9 &3] =29y

o 1o] wet Pojnl FAEE FASS Aoz AT 5 g S AE 2
= olEo] Bao] oJste] ool dg2 ANT = oFsrA o] i ol

, w TYYLE oHd AAEo] 84 wiElA Ao Aol ddHoer =8t &3 ANAES
e Al (24 AIRE 234 7] BAEE pH 6.89 €+ wiE B opH 1.29] A wiEol Ak &3] &7]e] upeo A
EZEA F2 A7 ol

o 1914 Lol FAlEe &3 -
USP 240 wW& I ¥ &
E2HolE) 900 meoll A FalF T},
A7) ga MEe WV AES AgstE ARutEad 9 (HPLC) O 9&te] d&zog BEAAT, Z47te] ZEd o
slo], 5L Aolx 3 /e &r]Eel dste FPE ).

Webd, A7) AAEE <«<F 18> 49, F, 99 18 Folw aveht ofy AYse A4S AN 53

o 2 SAIZE R 6.46 % HPNCE Fy3slste] dofd FHE Edsta F 719 FIA(AZEE BE222
2 PVA/E Y S E 80:20)¢ (1:1) EFEE TAHE &5 WEHEE 3= A A=

2o, B EUce 7] gAEe &3 TEotde) WAL HU% @A Fobl AgR ARA el
P& S4steln s

¥ 9gsl wAE o714 AFAWPIC, Pharnacoat® 606)e) erel Mol & Fake) 6.46 4 FUT o
9% Aslstnt o 1% mEt YAES PP MY B SUs. ol BES 2YBL E 6



[0168]

[0169]

[0170]

[0171]

[0172]

[0173]

[0174]

[0175]

[0176]

[0177]

[0178]

[0179]
[0180]

[0181]

[0182]

[0183]

[0184]

SS=50l 10-1445884

z6
AA WA n° X0XY5103
A RS [%] Z 2 (g/MA]D)
S A FE HCI 93.54 590.5
HPMC(Pharmacoat® 606) 6.46 40.8
A A — 483.9
SHA(AZ) 100.0 631.3
53t 2 QhE WAEL olF o 1o} FU3 HA I A A S o] &3l HEE| FUS vANEFES wekA

®7

AAE] WA o’ XCOX5111
=% (ng) 227.0
2 JErd Y
=17] (mm) 11 x 5
FA (mm) 4.2
A= (7§) 397
HWEHA= (MPa) 6
= (%) 0.0

of 25 webd fojd FAEL 6 WPad] w9 A WEAe 2 0 FHes R, 293 AR AAES
o,

Tahd 9% ol m =3 ke Wl "easkd s

AGE AFAY FFE 24 Aol AA AFeE BE WPl A JFL FA g

i}
-
e
i
il
lo
[
kS
fo
It
2]
oft
o
il
=z
=)
2]
oft
u)
2
o
2
k<A
i
=
ne
2
™
o,
)

o 3: Aquacoat'@ ECD-30(el
2 dofA], o 25 weA B SAZE AAES Lxd oF zmEe]l gk gk Hrr AAjHET. o714
oA, A F ol EE =FTolEXA dEHE EFE EE 4F 71T oddx 71 dArt HEEHHA
ok okrt.

1. FAY A=

1.1. A3 (sub-coating)

A FYWE ZYE7] o), o 2014 Dol HAEe] Aa gAY 48,

oleat M3l AAEe T IS FFATIY] 9I5ke] o= Aolth, o] HPMC(Pharmacoat ® 603), 2EA
(Simethicone, Dow Corning), &&A(wA3}E &4 Luzenac(Univar) % AA7|WA A (Syloid 244, Keyser &
McKay)9] &3H&E=2 FAE0o] glen, 7] IPMCE ZHEFA &2 AAES F T vste 3 %9 TF S71E
A gk, A7 BEEAE 7o HEELS 1% 8 FolA Q.

8
AAES] vljA n’ XC0X5112.1
e RS %] =2/ (g) =% (mg/AA)
AAE
XCOX5111 95.96 1000.0 227.00
HPMC (603) 2.88 30.0 6.81




[0185]
[0186]
[0187]
[0188]

[0189]

[0190]

[0191]

[0192]

[0193]

[0194]

[0195]
[0196]
[0197]

[0198]

SS=50l 10-1445884

ke

—

2 ome H

IHE A9 F FHY 2.87 TH 95 AA T

LA EE A4 mEe 48 A EE EE

5 %

At E] &
(Azx %) 0.01 0.1 0.02
44 0.86 9.0 2.03
Syloid® 244 0.29 3.0 0.69
A N/A 308.5 N/A
FARZ) 100.00 1042.07 234.5
A7 AAE 34 =5 AA"EC; N/A:
A3 dAE AN (Trislot)olA 71E] w2
| FA ik v AFEES T 99 29
AAE2] A n XO0XY5112.1
A8 22(1T) 38
=9 2%(0) 32
# S % (rpm) 15
7] 38 £%(m'/h) 150
AL hE (MPa) 0.12
A E5(g/F) 2.0-2.6
g
AbAe] AvE ALY AA 29 HFWM(Trislot)olA F=3wc).
o o)g gz o 2 (Aquacoat® ECD-30, FMC)] 4 o

NS A}g5te] FEY, dqEHAEZQ 20 H
VAL v &S X 109 Fo1A Q. o7
= = A ko)

AAES] wiA n’ XC0X5112.2
A =& (%] =2/ (g)

XC0X5112.1 Hix] AAE 1042.09
Aquacoat® ECD-30 (%) 31.24
Aeral Tt 2= (Dibutyl sebacate) 7.51
A 5.66

Syloid® 244 1.85

2 A gk 185.04

AAA=X) 1088.35

D87 BAgE A =Tl A" N/A:

471 2" s MiReES F 1A Addn.

dlo

AA =] wA] n X0XY5112.2
d8 2%(0) 40
8 25(0) 34

W 3] 4% (rpm) 15

37l 5% £%(m'/h) 140
AL b (MPa) 0.12
BAL S (g/H) 1.5-2.0

sl aA XC0X4976.2
g8 2=(C) 5




[0199]
[0200]

[0201]

[0202]

[0203]
[0204]
[0205]
[0206]

[0207]

[0208]

[0209]
[0210]
[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

SS=50l 10-1445884

=9 25(C) 65
ARE L= (C) 60
#H A Z=(rpm) 3
7] 38 £%(m/h) 140
A Zt(hrs) 24
1.3. A3 94
A= ZYg o] %), vk FE o] bHstE 95kl 60 CTollA 24 AJ7F 5t A Hol|A FHTh

v

3]

G5k 500 N =98te A=E 7Hn. o2

= KX = o = =%
5 = =

S Soldl, B4 Awe] wES £ 3ol =AW uhe} o] 24 Azl WAA 2 ARl 00 48 2 ol
=

4

d 1949} Zo], eAFEL 4 B3 AA(HPMC 606)0] EAE &% 3712 (GPCGL) oA g3,

NAAA 270 (Avicel® PHI02, FMC) 2 A9
B2 9 Z37](AR 401, Erweka)olA 40 rpmo® 2 ¥
EFE(80:20) (Kol lidon® SR, BASF) 2 ©A 5% HUSL A7 on] E8HEo] A7bew #A3= 40 rpno 2

15 & <k A7) 49 E37]dA] FdEn. HE3Her, $H 2 4F vpEs Adste 9ned &8A(2Heo}
22k rladlg, Quindis)E 7] £ i sEel wkﬂ} 7] 3= H7rEY: 40 rpmeZ 3 &
AFeE BHEY FHLE 40 ng SAFZES e BAES AXE7] Yste] A
Zyzko]l P A L RHEELS 7] ¥ 120] Q.9oFF o] Q).
12
WA HS XCOX5111
A5 7% W ES %] = (mg/AAD)
LA IZE HCl FYE HAHstE 84 AF 20.25 45.56
Kollidon® SR A AlA 39.53 88.93
Avicel® PH102 A AlA 39.53 88.93
Syloid® 244 %A (Flow agent) 0.20 0.45
2H o2 vl E 8 0.50 1.13
A 100.00 225.00
4.1.2. 4=
HAES ALE3lo

A GAA Dozl HE EE9 o WA= 8] Foll FolA Y= A5 FAE LY
35 kN9 ¢F= 3] 3}9] <& =g~ (PR-12, Sviac) oA AAHT},

52 AA bE A ol Ee =T B glol hEHe EdE Ee 4F V19 7HE 9AlE AAA &
. .

B A o] Fell 40 mg SAAES EFehE BAIES F 139 FojA S= ] EAES Rtk



[0217]

[0218]

[0219]

[0220]

[0221]
[0222]

[0223]

[0224]

[0225]

[0226]
[0227]

[0228]

[0229]
[0230]
[0231]

[0232]

S==35| 10-1445884

I 13
AAE2] ¥lA n XCOX5111
== (mg) 225
7] (mm) 11 x 5
o Ferdd
FA (mm) 4.2
EHA (o) 55
AE (N) 350
Y=l E (MPa) 5.2
S = (%) 0.0
wEbA], B AES M2 AAES 5 WPags 25t vg =2 WEHEE 7HAE Aol gldn
20, 40 ¥ 80 mge] FAHE Xl UE AAES UE TAHS ol&sty AHEY: SAIZE JHES =2
Atk =] 7] (shear granulator)dlAl AAET, G4FS= FES o 1 E 29 7|<d vfef Zo] AAH
o AAES 10 WA 15 kN AL 45 3] shollA ARy e S8 we o2 27|59 ey dAAES
AMg-5ke] SVIAC PRI2 34 b5~ Aol 4] sh&H ).
59 B84 EHEL 7] F 149 FoA Uk
¥ U1
Folgk QA = 7] A= (WEHE)
L xWx F4.
20 mg 175 mg 11.0 x 5.0 x 3.8 mn 300 N(4.9 MPa)
40 mg 295 mg 11.0 x 5.0 x 4.2 mn 350 N(5.2 MPa)
80 mg 325 mg 13.0 x 6.0 x 4.5 mm 400 N(5.6 Mpa)
I/ AxE AAE BEFE 34 5T oW vk O Ax 2 yWRAEE F7717] Hske ] AAEY
AEs B 45 719E AT et dsels, 7 oArlel B flol 6 WPas s Hold WRHLEE
A=
4= A o] Fol] A AR 40 mgE EIEIE <<wEFH(bare)>> BAAEL o|F AlA Hog I WE Zedd
S AAAE 9l IYor FHYHTH
4.1.3. 518

g2 BFEAEY & 9 oz I E FAEY dnkre] 1] 1590 F=oiA it
%15
W] n XC0X5112
NES mg/ 7 Al
£ X A E(DV000165) 17.40 42.98
HPMC 606 1.20 2.97
Kollidon SR® 36.32 89.73
Avicel PH102 36.32 89.73
2Hol2At nfaUlEF 0.46 1.13
HPMC 603 2.76 6.81
A HEIE 30 %(FEFN) 0.01 0.02
Aquacoat ECD-30(FE=9) 2.87 7.08
DBS 0.69 1.70




[0233]
[0234]
[0235]

[0236]

[0237]
[0238]
[0239]
[0240]
[0241]

[0242]

[0243]
[0244]
[0245]

[0246]

[0247]
[0248]
[0249]
[0250]

[0251]

[0252]

[0253]
[0254]

[0255]

[0256]

[0257]

SSS0l 10-1445884

R 1.35 3.34
Syloid 244FP 0.63 1.57
A 100.00 247.06

20, 40, 80 H 160 mgo] FAFES Eeddhs UE AYHA F2 A &

l}

9 o]%d #FE 15 EAH SAHAELS 7] & 169 FolA Ut

3 16
Folg QA T 7] AT

L xWx %7 (M=)
20 mg 175 mg 11 x 5 x 3,8 mm 440 N(7.3 MPa)
40 mg 225 mg 11 x 5 x 4,2 mn 500 N(7.4 MPa)
80 mg 325 mg 13 x 6 x 4,5 mn 570 N(6.5 MPa)
160 mg 575 mg 15 x 7 x 5,8 mn 800 N(6.3 MPa)

a2 AzE AANSS BE 1 A7)0 BA

2. &3] mdd gz &
o 4.3 whEl Alxd
a) o &k20]

2= 0.1 N HCI =i =

o] EXJA & EAFA ¥ A9 &3

40 mge] FHH FAEL 7] F 7HA

b) 40 % og-Ee] &= 0.1 N HCL wi&d

pH 1.29
dojxl g3 =

Soll viEe] Al #

o
wepa, olel

xé o
I~ = = = (e}
e @ 54 gHe

g3 v

flo] 6 WPas Z¥sh= Hold

=4
Z71E shllA
U, 9E - S50 100 rpm,
How Bagr
ATt
AAEL AquA L3 Tz

pH oJ&4,

W Y TR ';1 ) A s

oFeo] glt}:

wjgel Bul: 900 me, 1 79 1

=, &3 e pil Aol #A fleo]

v

ZEnde fA5H Aol g

g gl e WEERA AHeE

el 0 e Y 2% 9
2= HDPE(LR2 = #



[0258]

[0259]

[0260]

[0261]

[0262]

[0263]

[0264]

[0265]

[0266]

[0267]

[0268]

[0269]
[0270]

[0271]

[0272]

[0273]

[0274]

SS=50l 10-1445884

% 17
2% Z27] FoAR | A o]F T ETE A= o H&
mg/ Al
5138 40.9
Al/Al 40 mg V0.5 % 0.17 % > 500 N 3.5 %
HDPE 19.9
HE 20 mg CV3.5% 0.17 % 440 N 3.6 %

4.3.2. A% 7|t o]F] FojH &3 ZTrAY

2 88 ZESUEL 37| 2AE stolA ot FH HE WH, HE IH £X: 100 rpM, G &3
wae] Xy 900 m¢, pH 6.8.

A R W& Z29dE 9 RS =3

4. 48 A

odel A AAE 40 mg BAIELS 47 AAES Fows SdAEdAAMY @ TeadS 5457 flete] A
Xﬂ Wl M= Al e

oA A& (Algorithme, ZHYFTH, n° OXY/24018/001)2 2 7§e] W (semi-group) &2 Uolx&= 12 W #4st
T T4 G E g4 AAAREAA FAEATY. 4 HE% dojo] X5 gle 7| 7|z o] $-9
T 7HA ABAE(E B HAAE ¢ JE AF)ol dF5H o FoH ).

2 Ao AHgE 7 AFEFS 40 mge] FARS xFstm dFol 2 3 AdFAske AWNAd SAEEY

3]
OxyContin® olATh. (Wix] N° 121777, wrE<4 2007d 49, Purdue).

SAEE 9 2RGASE = 8o EAE] flow T miNeEE s 18 B 199 A wFE o] Sl

¥ 18
AF(CE) s

vl 7 it v At v
Crax (ng/ml) 34.412 20 53.129 25.0
Tyax (heures) 10.0 16.6 3.00 34.3
AUC, (ng h/m¢) 667.109 16.9 611.848 21.9
AUCo (ng h/ml) 679.846 17.1 614.960 21.7
AUC /o0 (%) 98.17 1.7 99.48 0.3
K., (hours ) 0.1154 24.0 0.1561 16.4
T1s2 &1 (hours) 6.39 28.0 4.56 17.2

DT TAIEC Wikl BAE A Hargkelrh: OV WE AT Kot AAE 4 Tipat &4 ¥H3H7].

N

¥ 19
90 % A= F+1F
w7 Hl & S A
Cmax 65 58 73
AUC, 110 104 116
AUCos 111 105 118
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[0290]

[0291]

[0292]

[0293]

[0294]
[0295]

[0296]

[0297]

[0298]

[0299]

[0300]

[0301]
[0302]
[0303]

[0304]

[0305]

[0306]
[0307]

[0308]

[0309]

5.2. &3] Z=9Y

A9 dgelAsh @ol, a71e] 2AS selA ga A@Ee] FAAT: £9 I

6.8/ &3 v R3] 900 m/225 molA el AL zpelMd B} S| o3k Baj/g7] E:

[
fil
i)
e
rlo
H

8ol =A o] 3l

d 6: AE F=AS = A
6.1. AA2] AA

B Ade) AL vy Rgasel ¢

Haked 9l

o

MEY 2] Fa A

AL

A

0 5O

eXFE D A So|A AFEE Kollidon SRE 2 Avicel PH 102® ¢3¢

d AAE2 A Z23kd(12 AIRE o] Fell WEE 24 4R 90 B)S Bolete 2S¢

o AgHE

SS=50l 10-1445884

I W& #x/100 rpm/ “§& pH
10 mm.

)

=R ul—ug% EE}_E_—E x—]zﬂléil /Kg

A sk= A4k Aol

iy
3
ot

AA FHE o oA 7Ed A FUFHSAIZEY] BHE oo 45 EgEY B¢ RIAEY B4
&3h
20 mge] FAAHS ¥ ol o] AAIS(batch XCOX 5723)0] st dutd ol AL 317] ¥ 220 Fo]4 9
=
% 22
98 24 Mg/ A (%)
I}Had SA=E
(XOXY 5634) 22.57 12.90
Emcompress® 151.21 86.40
Syloid 244FP 0.35 0.20
2HoL2 A v 0.88 0.50
3 175.00 100.00

% ool AAEe BelH SASL 8] ¥ 23] FolA Ak

¥ 23
gA &l EA 3, HPg, WA
27 6 mn
=7 3.16 mm
B =F 178.8 mg
AE 170 N
A e 5.7 MPa

a8 dojx AAEL o]F &af v FAZI,

£33 ZAEL 3719 #ob #3811 HE Ax; HE A £%: 100 rpm; W)
900 ml; 225 nmoll A AE =] A EF 10 mm.

AHse =9

THE B 4F 7190 e 9AE deskH] AN, 4 WPas B dHolM= A

4 pH 6.8; &3 wjde] H3:
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[0331]

[0332]

[0333]

[0334]
[0335]

[0336]

[0337]

[0338]

[0339]
[0340]
[0341]

[0342]

[0343]

[0344]

[0345]

[0346]
[0347]
[0348]
[0349]

[0350]

S==35| 10-1445884

Uol 8 Abgate] wow Au AAl U ZepololE ALl AMA RAR AL £3EA 2o AALY W)

skl &3 ZEabde A E A R EHe] TS AT Yt &3 AFE AXA " B A"

o 42 wel AA® v XCOX 5726 2 OxyContin® 713 AF Aol FayHT}

|8l e shrlek Av: A% &8, &8 wiE pH 6.8, dT #E 900 me, IH siE WY, s IA

= 2 WD 40 g B AR, AR T 10 mi A9H BF AU A = 225 ol
A o]

%=: 100 rpm, 9
5 o Z

JqF 54, WE F Av) 20 AWAAE W) 15 24 B,

pll 6.8 vidol A gafjol thsto] dojxl ApE2 &47] & 26 R &= 110 Fo14 .

* 26
OxyCont in® 20 mg wjx] 122810 S A FZE 20 mg XCOX 5726

AR A wrow drhy =7 27 o Ag z7hd
(h) A4 BA A4 A B A7 A A

0.5 35.9 50.8 61.0 1.3 8.6 26.7

1 47.1 62.8 73.4 3.7 15.0 36.5

2 60.5 75.2 85.4 10.7 28.2 51.5

3 69.4 82.3 91.6 17.3 39.4 62.2

4 76.2 87.0 95.4 24.9 49.7 70.4

6 86.0 92.9 99.0 41.7 64.8 81.9

8 92.8 96.5 100.3 55.8 75.3 88.8

12 100.7 99.4 100.7 75.7 88.1 95.9

16 103.4 100.1 100.5 87.7 94.7 99.2

20 103.9 99.4 99.5 95.3 98.4 100.7
24 - 98.2 99.2 100.4 100.5 101.5

pll 6.8 Wi, 7% Al %3}1 Eiﬁr%% wzE AA, S, AN =Pl Sl A distel x4 A
3 J

=2
=
>
>,
2
=
=)
9,
rl
i)
ot
o
o
2
N
JAN
o
e}
V
D
o

AAE woR AUSE 3 FAN/N, FAF B f9e) ATl st wow Fusle] BY YRE
T ARE BF F40h O FEA 0189 & AwS 2| Fkd

@ AAEe Bd FAGoz B4 AR FEo dele] b
J}’_
5

2L
i
do
:C&
>
L
i,
A
A
o
[}
-
o
(e}
>
£
v
v
i)
rir
o
=]
ol
lo
N
(m
il
S
>
oo
o
2
vl

7] Steribox® = al7]2 we}:
-1m FA71 2 A,
- FAE AAES Y3 E 5 ml FoH 2 A,

- <<Stericup®>> olgl= Axwe H 2 7

712 Al B E 2Es mEE AARTEH SAAES] FE2 47| wjAdl diste] ah7]ek o] e

- Ztololz AAA | Gl digte] 2 3] A3



10-1445884

s==5

=i}
=

k3|
™,

tol 2 3] Al

5]

23)(2 mo) 2 Steribox® o] )

.
=3t

[0353]

[0355]

et

5]

st B 2 wE H7}

ol

et

—
"o

7+

?l_

Fep:

5]

3

golH = 1 ¥

KeR
=

4 - 7] ] U&=

[0358]

1.7 meo]t}.

L
o

olgls 3]

.
TEERE

6 - Steribox®°ﬂ X3

i
=

[0360]

ghe] golg FA|w

, A

ohe
7- oltelg g2 o3}

5

Q.

S

3

Fod 20 mg/100 mee] &

5]

[0361]

AEES

o wgk

k53|
=

27}e) A

= o
= N

o A}

=
=

a8A foj HE=

[0363]

27

o)

[0364]

1 o
K= ol o
T oo 5 |92
Laﬂo — —| O
NI o~

©

N

o~

Lo

=%

S| T =

0| © | =
o= X . |

Q= el N o
CUEY o

b

it

<

o
——— =
T QS |
) 7ol : .
ZL_A (e 41
T =
= T = 0| <
e IR

S| N &

0

(o]

[aN]

—

| W

=S =

= ol R s P

S I A F

2‘_%2

ST

+

=

o

&)

=

“l® = & S
Gl I B B

o N
= ]|
ELUE%O%OE
e R
o > 5l 4H
WE O

[0365]

T e

[si3
=

tol 2 A= o] 8

5]

A2 NFL B3ha

[0366]

[0367]

AA

A7 A

Pe gt

=13
=

[0368]

i

]
ZS|

ueh A9 5 8 o

e s
=

A

&

Sl X1} OxyContin Belq o

=
=

A ZE <«<QD>> A A

off

ol

[0369]

Eol

o] LA FE <<D>> A A|

OxyCont in® o] o5
E7F 8T, wEhA,

[0370]

=13
=

K
A

-

il
i

o)
"

ol
)

o

WelE Bgatels

olwolA], 1

WYe o Alstel

i

[0119]

] pil 6.8 9l

A FZE HCI AAE

KN
=

[0120]



10-1445884

s==4

o] pH 6.8 42 &3

=
=

2] %2 40 mg SAF= HCT A Al

[0121]

=99 o 28 n2E gAs

j=1R=13
|

qEMAZEZ O~ EC30 DY o=

1

<

& 7

[0122]

0.1 N HC1 wj=e]

eh

3L
s Y

KeN
=

40 % ol EF&

o 40] whet ZA4E e} gL

=i
=

o €& 0.1 N HCl =i

=y
T

1=

j
a

[0123]

ol

B

6.8)¢]

pH(1.2 2

=
=

o}

[0124]

Foll Al 1 7N,

S

245

Fell A &

S

stability conditions)

ol

i

o) 24 A7t B3] m=

=
=

A

N
™

40 mg A

L
L

B

M A 713ke

=
=

Foll A AZA7} 9= HDPE H

S

=
=

S5 g =7

2 M4 23 e 7

171,

7

s
a

[0126]

ol

B

o] 24 Al

=
=

2= 20 mg SA|AE AA|

A OxyContin®9] 40 mg SA|FE=E

[0127]

o] pH 6.89142] 24 A7+ &

=
=

129 € A

44, #

gzl

=K

p=
i

o 5o wE} SAl=

L
L

9

s
a

[0128]

=

21!

o] pH 6.89A12 10 A7+ &

=
=

A

20 mg A

10

s
a

[0129]

S pH 6.8 AA(whole)

=
=

712 E2 OxyCont in® (ref)e] A

)
=

(<<QD>>)

=
=

SEEEE

[0130]

o

21!

ijl!

o s A& AA

==
=

A

2|

I(paddles, 100rpm)

t

i

|2E HCI E
==

i

////

=] o
© ©

20

t1_\
H
pH 6.821 900 mL DR Ol A Z Xl Hi XI XCOX50092] & ol
100

% (Ponossiq) Eleg

fu]
H
Bl
H

16 20 24

12
A2 (hrs)



omn
J
Jm
Qﬂ

10-1445884

EEH2
O 201 et =S&, 2o DX Z2 40 mg SAI2= HCI ZMES
pH6.80IAS o ZZMEE
pH 6.82/ 900 mL OHE Ol A K i Xl XCOX51112 2ol T2 1t (paddles, 100 rpm)
100
o
2
3 60
ioﬁ‘/
o 40
5.
20
J
0 4 8 12 16 20 24
A2t (hrs)
EH3
HEHEZL2A EC30 DS £2Z %9 DEL DN J3 HHE HE, O 2E 2=
HHE2 pH6.80A2 6 20t
pH 6.89 900mL WA 22 ZH WA XCOX5112.29 8o T2 W2 (paddles, 100rpm)
100
e /
oh /
aoo 40
20 /
0 q/ | | | | |

0 4 8 12 16 20 24



10-1445884

omn
J
Jm
Qﬂ

Erd
eSS0l 9l= 0.1 NHCI HE & 40 % OIEt2S Z&ot= 0.1 N HCI AU A
2LHS == SN2=HESLA NS Hlw Sof Z=2MLS
Z R X XCOX5112.2 40 mg
IEISRIECEEEE .\ S
N
« /M/4>
/../
=2
O
oo
—+— HCI 0.1 N OH&
-~ HCIO.1 N O &
60 % + 40 % OIEIE |-
12 16 20 24
A2t (h)
EH5

CIE pH (1.2 2 6.8)2 & &7

s
=
=2
1k}

SAZ= QD 40 mg Edl
900 mI-T§ £ (paddles)-100 rpm

100
75
2
ol
= 80
0i0
25
fﬁf
0 vm} : : : :
0 4 8 12 16 20 24

A2t (hrs)



omn
J
Jm
Qﬂ

10-1445884

=86
TR, 2008, 30HE L 6 A2 Jt5E AEN Z2HE GH0IA AI/Al S2lAH HHA
HE IS BH 0120 2 HHS HS= 408 SAZE FHS2 24 A2t 80 Z20E S
SAI2= QD 40mg
OLA A 40CT/75% A SZ-AI/Al =2 AH

100

75
®
L
i[=}
olo

25

0 ‘ : : ‘

0 4 8 12 16 20 24
A2 (hrs)
ZEH7
TN, 2 OHE L 3OHEO Ji&E OHAA Z2HE otolA A ZERIDF Q= HOPE HE 0 Al
HE IS BUY 0120 2 2YE 2220 SAIDE HHSES 24 A2 80l Z2MEE
SAZE QD 20mg
PN M 40°C/75% A0 &=-HOPE & + HZH

2
Ol
)

0 4 8 12 16 20 24
A2t (hrs)



10-1445884

s==4

B
H

cl =
2=

20t

g
o

1(OxyContin)®2l
g3

| £ A2 (OxyContin)

20
S5 =

=3
| et SAI2=2 €3 22

J
O

GiK 10k

NS
o

IEF
t2 13 &

=< o
or a1
U
=
I RO
ofny Ut
@o M
<

ato;

(-35 %)
AUC =X

< -
~a
>
< L
S
O
<
\\\\
5
B
walff@!
o o o oo o o o o o
o Iy (=) n o v o w0 n o
n < < O O N N -
(lw/bu) 5= B8

48

44

40

36

32

28

20

16

12

B
H

oEmy

o

=
=]

= 20mg/5mg

2
=

SNBE/ 2

—e— XCOX 5731

S

110

100 +

40 4

30 4

20 4
10
0

16 20 24

12
A2t (hrs)

0



=910
o
S
0{0
=y
=y

ol

110

& Hl(mineral excipients)E &Sot= HESIAS Tatols, ZHEQ
H 20mg2

pH 6.801A1S 10A12+ B3 Z2 0t
OXYCODONE20mg

100 |
90 |
80 |
70 |
60 |
50 4
10

30 4

—4¢-- XCOX5723 nu

LIE ES SANBES (OIF)S ZHMEE pH 6.80 A
HE EE B4 (<<E2L>>) BRSO OaH
2E 2o Z2LES

12 16 20 24

A2t (hrs)
e OB BOE JF ~w- X2AU |F
~e— 9102 HEEI QD ~s~ Z24U QD

omn

10-1445884



	문서
	서지사항
	요 약
	특허청구의 범위
	명 세 서
	기 술 분 야
	배 경 기 술
	발명의 상세한 설명
	실 시 예
	도면의 간단한 설명

	도면
	도면1
	도면2
	도면3
	도면4
	도면5
	도면6
	도면7
	도면8
	도면9
	도면10
	도면11




문서
서지사항 1
요 약 1
특허청구의 범위 3
명 세 서 5
 기 술 분 야 6
 배 경 기 술 6
 발명의 상세한 설명 10
 실 시 예 14
 도면의 간단한 설명 27
도면 28
 도면1 28
 도면2 29
 도면3 29
 도면4 30
 도면5 30
 도면6 31
 도면7 31
 도면8 32
 도면9 32
 도면10 33
 도면11 33
