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/"i'o
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la. BI 1356+qt #% 5] 8 HCl FDC 5/15 mg%# & 48 & = @& &

# AHEE% | mg/REFEM

ot 4% 3] BRHCI 4.5917 16.530
+ & 87 32.4083 116.670
PSR FE 10.0000 36.000
AR 4 3R 1.0000 3.600
B AR 4 AR 1.0000 3.600
R AR E HESA 1.0000 3.600
s 78R R 180.000
AR AT 1.3889 5.000
H E AR 36.3611 130.900
TR ML Ry 5.0000 18.000
ER YT 5.0000 18.000
£ R 4 &R 1.5000 5.400
78 A B 4 0.7500 2.700
A B A TR 180.000
MR KB 100.000 360.000
R AT ASEE 50.000 5.000
A = B% 5.000 0.500
—f1bsK 24.000 2.400
BB 20.000 2.000
FALSER 1.000 0.100
FAbsB 4 i} -
47K

BER 100.000 10.000
s A A 370.0
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1b. BI 1356+ 4 ] 88 HC1 FDC 5/30 mg#f @ 4t #) = 4 &

# RHATE%S mg/BEEM

st 4 ] BRHCL 9.1833 33.0600
H &8 27.8167 100.1400
MR E 10.0000 36.0000
£ R YA 1.0000 3.6000
IR 4 AR 1.5000 5.4000
FRAER G HE 1.5000 5.4000
Mo 5| R B 180.0000
F B AT 1.3889 5.0000
H F 8% 36.3611 130.9000
AL 5.0000 18.0000
ER B 5.0000 18.0000
£ R4 1.5000 5.4000
R 5 B 44 0.7500 2.7000
WA B A TR 180.0000
BERR R X 100.0000 360.0000
RALTRG®E 50.0000 5.0000
7 —BF 5.0000 0.5000
— 8B4k 21.0000 2.1000
BB 20.0000 2.0000
FALERF 3.7500 0.3750
ALK 4 0.2500 0.0250
4K

BER 100.0000 10.0000
Y4 370.0000
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lc. BI 1356+t # %] 81 HC1 FDC 5/45 mg# R 4t & = & m

# AETE% |mg/RlEEM
o4& ] BRHCI 11.0200 49.5900
H E 87 33.3800 150.2100
O Y 12.0000 54.0000
IR 4B 1.2000 5.4000
B R A R 1.2000 5.4000
AR 5N 1.2000 5.4000
oL is 7| & R 270.0000
FlBAT 1.1111 5.0000
+ E 8 29.0889 130.9000
FAMALRCEY 4.0000 18.0000
FR R 4.0000 18.0000
£ R 4 8 1.2000 5.4000
A RS Bk 4% 0.6000 2.7000
WA ATR 180.0000
MER K S 100.0000 450.0000
BAXFTRABEE 50.0000 6.0000
7 =& 5.0000 0.6000
—f sk 21.0000 2.5200
Ry 20.0000 2.4000
F AL R 2.0000 0.2400
f A4 2.0000 0.2400
& 7K
BER 100.0000 12.0000
HIEEE R 462.0000
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la'. BI 1356+=t4& 5 88 HCI FDC 5/15 mg4t & 4t & 2 # &

# R
# mg/#| & F 4
5/15 mg4z &)

o447 BRHCI A 16.53
HE B 50.07
MESEE 18.00
+5 4 AR 1.80
B R M R | 1.80
RAERE HELM 1.80
48 okbig 7] B8R R 90.00
A RA T 5.00
R 35 130.90
Ta MLy 18.00
FOR B 18.00
£ R 4 AR 5.40
2 fE B4 4% 2.70
MABAITR 180.00
BERAE R B 270.00
RAKXTRBEE 4.00
A =83 0.40
—Aa4t4k 1.99
55K 1.60
ALK T 0.01
W o XA -
&b 7K

BER 8.00
MR S A 278.0
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1". BI 1356+t 4% 5| B8 FDC 4 B 4t & 2 % X 4 &

EMRAEE AR -

BERE
$130 4T/ 0 48 5 8 > mg/lSme S meg/30 me S mg/ds me
AT [mg/& [mg/ &, [mg/&,
(%) (%) (%)

B4z Bl] B Al BLae A
13 4157 5.0000] 2.7778] 5.0000| 2.7778| 5.0000| 2.7778
+ & % 130.9000| 72.7222|130.9000| 72.7222|130.9000| 72.7222
R R A 18.0000{ 10.0000| 18.0000| 10.0000| 18.0000| 10.0000
EXT T 18.0000| 10.0000| 18.0000| 10.0000| 18.0000| 10.0000
I 4 A 5.4000| 3.0000| 54000 3.0000| 5.4000] 3.0000
A% s B 4 2.7000| 1.5000] 2.7000] 1.5000| 2.7000| 1.5000
#1341 5T R 3t 180.0000 | 100.0000 | 180.0000| 100.0000 | 180.0000 | 100.0000
B 8 L% 5] 8 16.5300| 18.3667| 33.0600| 18.3667| 49.5900| 18.3667
+ B8 50.0700| 55.6333|100.1400| 55.6333|150.2100| 55.6333
B 18.0000| 20.0000| 36.0000| 20.0000| 54.0000| 20.0000
s % 44 89 1.8000| 2.0000| 3.6000| 2.0000! 5.4000| 2.0000
0 A 1.8000| 2.0000| 3.6000| 2.0000| 5.4000| 2.0000
AR E 5 1.8000| 2.0000| 3.6000| 2.0000| 5.4000| 2.0000
w5 788 & /I3t 90.0000 | 100.0000| 180.0000 | 100.0000 | 270.0000 | 100.0000
% 6,8 E.4%(Opadry) | 8.0000] 100.0000| ; | E P
BeKEA -] 10.0000{100.0000 ; ;
B ERE K . ; ; .| 12.0000 | 100.0000
BLE AR 3t 8.0000 | 100.0000| 10.0000 | 100.0000| 12.0000 | 100.0000
aBEBNTE 278.0000 | 100.0000 | 370.0000 | 100.0000 | 462.0000 | 100.0000
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FloB A T/ A& P B OGB4 B X % & Opadry o)
Opadry® & # & Opadry® B 2 B W T H A X & @ &
¥
% wiw
AT e [%é] ne 7 f&
Opadry® Opadry® Opadry®

FE R F 44 %2910 50.0000 50.0000 50.0000 | Az BB
— 164k 24.8500 21.0000 21.0000| B&EH

‘ ek
B Ey 20.0000 20.0000 20.0000 5

% % 5.0000 5.0000|  5.0000| 3#E
SAL8F 0.1500 3.7500 2.0000 | ZE#
a8/t 0.2500 2.0000| Z&E#H
g 100.0000 | 100.0000 | 100.0000| - -
Bl asyzPLEBRE
A RFNITREB LY
IHRHNTEREAB A ZE R BB HE]):

Bk R S BT -
H)H A TRELB S ZBR(FBE2):

BHEH RH FHCERNREIARHE AT H

i i E A E

jj R A

A TCARAENLE S B

& wHEE

B i E HEB

T # 16 B H
Béh 0 B AEE

BAiE i 0 HEEHBGMKR

BEHBBT ABERAL b8 EmBzS
B> daMHER
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TréARATREGEAA LRV BEZIHEH  BAEAL

BB AT XRZBRBE -
BHHRALSCYALRRABBALERALTEZT WAL AR

% 0 ERALK I

o AFABLIIAELHEBH AR - &
BREFTLBRABRIE A TFELEBHE S ABFTATEL
BEBEBREBMRETH LB HMRK -

XL LR TARS R AT ABKEARAYRE
BREBRBE  -MBE ABEALE - RBGBHEBRBRRE K
TAEE2LABATBPEWaaBRELPE)FTETED
2 I

Hi)F A TREHBESHM(F BRI

HAHNRPBHNTREBA YT ET  EFAVEEHEHISL
ERTHEMRT ABFNs-EHRSERESEBA AT
AR BR e

GBBERARBAEAELBER T IR BGEBERE LN
BABEBOREBPBFERRESLF -
b)at & FI B X LB 4P ¢
BT N R ES Y ¥ EACE TN

B ER GBS ERIPMEKRT -

)R F| B R LB A2 FEu(F BS) !

h BB HEERARBSEFTMEEEE B
o Ao )ebBEhEBRtARE ST
REAMTHERLS BHEHASCVAEURRBHEALERRE
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BOAEARCRERBZE LB AL IS G AT HEEE B
&

M TEAEAOREBRET B SREBRA -
1ii.)wh 4 3 89 X & 35 & ¥ (F 5% 6) -

HPURIFARELBED O T AHEArHHIRSE Ra
eEEBUBI AR R  AABEEYEYZIIEART
Wi

AEBwBIEREE S

ULl BRABMRSERRRERELATHEMNA B LB S
TEHAECBEURKINFABRREAAIUNTHREL S H 5 %

RAL2: WHREFT(HMERLEE Bl EHBIEH)
RBREFPABRERERAESEMNAB P LEBF IR E AL B
L SR E R AU TR EL L &

AL BBEFTHRIAKLEE Bl ZFHBHY)-
RBBRGRBRERELATEENAEBHERAELE B P
BIIFBRLEAESUT RSB T H - SRBEH L& 4T
R & B o

THERBEEFARAE BB ESLRERAE B
REHB R/ REBBETHE
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5 R EPMHN3TEHNL6 BEHL2-.

A R A T/ P EE R B R D (PR

EREEEE RBRBREMABE LB BEARLBLHRAR
HTRABAMBHEREREHE G -
d)st & 4 B 5 R (F BB !

# A F % EMHPMC) s F ek - A8 > =AML
g~ AL B R/RALBECEARABMERE)»HAN&KT
UEZFAMBEARRER  RA—EHEAERAAAREAR
HRERESHEARZTEFELSEW(H 4 Opadry®) # K B — B A&
B o A B EEE - B % 6 Opadry® ~ # & Opadry® # &
Opadry® - # M sk ¥ A BF K BB EHBFR -
e)F| H A T /ot 4 7 B8R & BE 4T B (F BR9) ¢

ARG EHBRPABEESRRFREMAA B AT/ ST
B BB R XA A MR A T/ TR L EER K
3 0 R FILEE EMMB o
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1" 4 K b ¥ 5 B 2 3 5 &% B

W 81 X

TR A A bR

# B 2 &

EHEREZ AR
HERR
A& 5 B8R 15 mg 30 mg 45 mg

[mg/ &, B8 [mg/ 6L B [mg/ & B

Bt gall | P | wa) | P | gy (%)
BECWHFIE | 165300 | 18.3667 | 33.0600| 183667| 49.5900| 18.3667
88 50.0700 | 55.6333 | 100.1400 | 55.6333 | 1502100| 55.6333
Bk E 6.0000 | 6.6667| 12.0000| 66667 18.0000|  6.6667
£ e 1.8000 | 2.0000| 3.6000| 2.0000|  5.4000|  2.0000
SR o 74.4000 | 82.6667 | 148.8000 | 82.6667 | 2232000 | 82.6667
WA E 12.0000 13.3333 24.0000 13.3333 36.0000 13.3333
TH R 4R 1.8000 2.0000 3.6000 2.0000 5.4000 2.0000
RIERLT A
B 4 1.8000 2.0000 3.6000 2.0000 5.4000 2.0000
w1 5] 8 2
NBE 90.0000 | 100.0000 | 180.0000 100.0000 270.0000 100.0000
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2. BI 1356+t #% %] B HCl FDC4 & 4t Bl 2 @ s (# 1t B £ A

At RHER L —RHER)

o mg/BEEM | mg/REEM | mg/BEE
5/15 mg 5/30 mg 435/45 mg
ot 4% 51 BRHCI 16.53 33.06 49.59
H &5 109.47 101.94 152.91
TR ML Bk 45.00 36.00 54.00
3B 4R 3.60 3.60 5.40
B R 4 AR 1.80 1.80 2.70
AR E HEMN 3.60 3.60 5.40
B 7 8RR 180.00 180.00 270.00
F) R AT 5.00 5.00 5.00
H+ &8 130.90 130.90 130.90
FAMAE I 18.00 18.00 18.00
E R 18.00 18.00 18.00
£ R 4edn 5.40 5.40 5.40
B RS BL 4% 2.70 2.70 2.70
MANBATR 180.00 180.00 180.00
BEHI RS 360.00 360.00 450.00
AT ASEE 5.00 5.00 6.00
A = BF 0.50 0.50 0.60
— 8Lk 2.40 2.10 2.52
o g 2.00 2.00 2.40
f AL FE 0.10 0.375 0.24
fAALSR 4 - 0.025 0.24
47K
BER 10.000 10.000 12.000
48 R 6T 370.0 370.0 462.0

b ML EERAXMEAM KB I EEE 4
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LB RAMEBEETERBLE _HEH -
3.4t H & AL 2 H B B EE

% &R B BREAETHEMENRIESRYE  Hlo &
RNEERABTRERSEEFADHNNBEB I R/KF N A
WAPDZ B A B K2 — s 48 - BR > BRI LT 5 HH
BT ERBIFERERBMERZIGES> SRR B KBS
ZHERTF > P EAZERRERFEKR

EpmT  AEARBEBREIFEAT(EERABERELAT
BHEMmMmIL) HRAEPH 2T A A S50 UpM 54 45 4% ot #% 3
Bl R 5 25% M BV B 105444 b4 5 B 19% e & &
B 154 4B b AS 5 B 15% 80 8% 0 5 AR R/ K AL 455 48 B ok
# 9] 80 2 B A 100%F T # %

BEBMANE cpH2.0: 0.01 M HCI/0.3 M KCIl; # # #
900 mL, 50 rpm, 37.0C -

HNA B MmET ARERATHHMA LK T R
Z2FE %RV EMHB ) EE%ZHEALT » B8 ApH 2K 50
UpmT £ F B PUB I AL EHEAR D 10%E20%(RE %) -
BRERETEENZ ERELERKINFARZ21IETE%  # o
KGR ZIEENEIETNRIEE%E2EEY% - & 44
2128 % Hlwl 28 ENE2ET% BRHEH2EEY -
ABNBERMERZEREBRER B Yt &
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a)E B4 Bl z Ak -

it mg/#| & E 4
F R AT 5
ot A% 5| BHCI » k 45t 49.59
tm BB 40
+ 7E 85M 200 165.96
B T 4 R >4
AR P Eh 4% 4.05
b)# B 4x Bl x @ ¢
MR mg/#| & B
i 5| EIHCI 49.59
P tm EEF 22.7
+ & B2M 200 188.26
X Bt R 4 R 5.4
B RS B 4% 4.05
MALB2 mg/#] & B AL
Fl R AT 5
Mm-S 62.95
Si-E Ll iy 9
P2 EX 3 T 9
£ 4R 2.7
B RS B 4% 1.35

& T M4 R(40C > 75% th Bl o - 4268 %):
B RXa)E R & B (& B » 5/45 mg) !

4B ER A RANITHLII% 0 w& FEA<0.2%

B K b)) BB (LB > 545 mg EFwEFNEZLHERE
B):

-6 ER A A IT<0.2% 0 i 7] EA<0.2%
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S5.E Bl 1c(5/45 mg L T B )2 A& T M /547 4 £ ¢

AT ER AR HA R AITI02.1% > w5 8 99.2%
B R (15 min® Q> pH 2.0) ¢ A4z #1357 102% » ab 45
5| 87 95%

ok A& ) BR A AR 4% M

10 min : 92% » 15 min : 95% > 30 min : 97% » 45 min :
97%

Bl B A T IE BN

10 min ¢ 100% > 15 min: 102% » 30 min : 103% » 45 min :
103%

#& XM RMOC »75%rh: o > 4i84):

AR A RAITH0.1% 0 b F] BN <0.1% -

A A B AT 101.2% w4 5] 89 99.5%
BEMBERMOC » 75%rh Bo » 9# %) :

-ME AR AR A ITH0.4% 0 bk 5 B8R <0.1% -

- M L AR A T 99.5% 0 ok #4589 99.0%
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BRAEARAE

(ARAERX - BFRABF  HHOEELY > XCLRE L FIHAE)

X EHER oo Y LU

X + : N4 2
MEHE D \oo, Yo XIPC 44 : SEHEATY 200601
—~ BHLHE  (F/HEX) Corpd' /2 @0gs.0y
. B i Al C°77 473/4' Q006.0+,
PHARMACEUTICAL COMPOSITIONS ' euc 7 ,,2006.0)
(2006 OM
=~ 3 %5 8H : (2 06.01)
P I ) Dppwp%wa**%;ﬁz%é%dm

(pioglitazone) X Bl X H 2 a o) B 2 @bt~ L2 #F5 %
RieRr FEEBRZAR -

= EXBARE

The present invention relates to pharmaceutical compositions comprising fixed dose
combinations of a DPP-4 inhibitor drug and pioglitazone, processes for the preparation
thereof, and their use to treat certain diseases.
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£ FHEHNEE -

1.

— B EEALY - Las
B - @b KB KB 4 w5

(pioglitazone) » A M T BB 2K 58 - B — X £ # R

S

A R
By -~mbHhRRB - £ &4 &H T (linagliptin) &

— X FERH A -
WH RAlzEA Y RAFUE-—HH - B4 HRRE
CEREURIE - E-RBEREEE PR MR
BeEF BEBARER - HBRHNIBMBRgE - RHF
BBRERAET HEHM -
WHRKRAIR2286H AFRE Ny abdHhRA
CaMBEHNIT BE-—HBEHNATER  F_HEBRHAEAN
EBH >~ FRLB AR EW - FABIERS - R A S
Bl AR BS Bk 4% -
WHRKBRIR22846 AEZEBoRAL 2B
KB ROBEBHEK -
Wi KRB IR2z2844 HE2ER&KERB K -
Wik RBASz @b HGOBEREHE -
W KAz e Y EYUBEROALEAAT L4
ﬁ%GWMQ‘ﬁﬁ:w$~%z%~:éUMw&ihﬁ°
FRAIL 228464 £ Fabs 5 84415 mg- 30
mgx 45 mgX FHF L -
Wk KRBl R2z2@ 64 BT HRATH RS mgz 4
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10. %o

11.

12.

13.

14.

15.

16.

,{__;_o

FRBEIHR22 b HPAHBATHRLS mgx &
T4

WwiF RBIR2284H RFTHE - a2 hRER
e &

MRy R4 A BENBINE - ZE-HERHEE
BN EXIRAR _ABEMELRET  RRBSBE R
R R

by RS AUBAB B R G K F B R
AT EBMARMNBEPEZIRE _FEIMLIEL T -
wiH KElIlzabHh EFPEABRRNRSTHAESAE AN
S B EFTHELZE NS b RETHREAEZIR
oMk E B 10%Z%E 80% - £ 20%E50% & HE30%
2 40% °

wiF KFEllzabdbY HPIRSPFSFHSTAEZIZMN
DB EHELUE Ny BAHRETHESZIN
S E BB 20%%F90% - B 44 50%%80% -~ & 4 60%
Z270% -

wH KFEIlzastY  HT M EBEFTLETIIONE
A0% AN BEPHUMERLEFTELEZZIO00E
70% 4% 77 ££ 7> AL Ik -

o LA llzabdh HFYRAMEHELEFTHERIME
Gt EZ bk B AHL2-

wiF KA IK2x @b ERANERA2EBE AR XEK
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17. g RB1R228 4% EAANGA2AB R A Z ¥ %
POBRFTELLBARNEERUBRATL ALY — R K H

o

5

18. ~ AL B HF LKBAIZISYE—BA2E BBy E —
By ~BEHMRBXIFE > AT kL
a BB AERYER T RELE T R R B
b# B FEHCI & -~ HBER -5 5 -H2
B REALAFRESY
CAZERARBBAIEARAWEH L /T8 H
dRBEARBEGH S > BBRERLG DA EF Z A F U’
BF &) FR AL
e SR TARKIBALBRABESR - BAEB R
MBI ZZE -_ABEBETRESL P o
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