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L. 29EY), iR 29 MAL &4 0. 0lmg % 0. 9mg B RS A1 HL sl e 2, i@k R 41
GEIP

() Fo£ 75 BTk A1) HL B £ (0 v 5 380 4 B SR A0 g A7) |

(b) ¥AEZIR (a) HAABIMASY SINEFNRE s

(c) ATk, ¥ AE 0, (b) IR AL SRS

2. MRIERNER | Frik 2yl &4, b DI (a) 1 FTd i 2 K

3. ARIEBOREE K 1 8k 2 BTk (254 &4, b - BE IR Eh 2 2t B IR (a) (R

4. FRIEBCRIE SR 1 8% 2 TR A 69, Sorh ik MBI B R, T 4T 4 25, 3L
B SERAE N RR S .

5. MRPEACRIEL K 1 8% 2 BTk 2y A &), Horb2PIR () M Ba SR &30, Irdal &
F) 1 [ ZB YENR , HPMC FI AR AL I TE RS

6. MRIAFIEK 5 Frdk 294 A1), Jorb BT idokl 65702 28 4E 0

7. ORPEECRIE K 1 8% 2 FrR 23 A &), Jorb2PIR () M e &R s M), ik
R TEFRIE B 80, B LM — AT IL WA+ e S0 R4 -

8. MARBCRIZEK 7 Prik B 25240 G4, o BT i SR T35 P70 1 e SR FR A

9. FRABBCRIZEK 1 8% 2 TR 254G, Forb Irid B 5003 B AC IR 1) 58 £ 43 JEnibngs
B, SR ACIHR B AT YR 2, R AR AT Y SRR L SRR TER N

10. HRABBCRIEESK 9 Prik I 25 4064, o BT 3l i #5700 A A8 R TR AT 4 3280

L1, FRAEACHEE K 1 8% 2 Tk R 25464, Horb P i v Rk B il i, Al e i ek, H
M R ER B R R S RN

12, FRYRBCRIER 11 Tk 254164, JLrb BT v 570 i R IR 5

13, RIEBCRIEEK 1 88 2 FrRk A -G, A5 Bk 4L AN £ .

14. HFHERE 0. 01mg 22 0. 9mg [l AL BIL SR I 2 AL S i 732, Bivid 704,
Té M

(a) P E0 25 BT RS 20 FL sl I 2 (405 v Mt 5 0 e 1 0 i At 7 L

(b) FAELIR (a) PEBIMAAY SIHEFNES sF

(c) ATk, K re B8 (b) HF RGBS

15, WRABEBCRIZER 14 Jrlk 7732, Hh BB (a) 15T iU KL

16. FRAEBCFIEE K 14 B 15 Frdk 7732, Horh FBE IR Eh a2 2 b IR (a) BIWSTR

17, MRARACHEIK 14 88 15 PriR 7772, Horr Jrk BRIt A RERE, tan 4T 4, FLBK,
TR EAIR S .

18. MRAEARIE K 14 8L 15 Frik 777, Hoh DR (a) WA &R 650, Bridohl 471
16 H SR HEE , HPMC AR BEAL V2R o

19. MRAEBRIER 18 Brid it 7 v, Hodr Brid Rl 455 /2 58 4 i

20. MRYEBCRE R 14 8 15 SR iy 7515, AP ER (a) BIWBAaS R g R, fridk
TR PR R 1 il 80, ZRAR L0 — RN AL BRI T S SR ER Y

21, MRPEBRNE SR 20 Prid 1) 751, Forb prid G T8 -+ e S R -

22, MRPEBCRIELSK 14 8L 16 PRk 18 77325, o Bridk j AR 3% B AC I () 58 M FEmEngs ot
Wi, JERT, AT AT A 20, 2 P AL AT A BRI SIRTE R B
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23, MRYEBOMELR 22 BTk (9 757, L rb B ji it ) R A2 IR P AT 4 22 0 o

24, MRARBUREESR 14 815 Prid i 75 i%, Jorh B i inlik B i iR 1, 1 AR IR 6, H- il
T R RRBRANE R & S RN

25. MRAEBOMIELR 24 Pk (9751, Ferp a3 v 70 b A0 I TR % o

26. MRIGBUFER 14 815 Frid 7532, A5 Bk 3L IR A 2.

27. YA EW, Frik s G -

i 5 0L BRI Al R 0.01 -0.9mg
PR — 8 1-1.5mg
g e 0.01-0.3 mg
T e A B A 0.1-2mg
FEHE 0.1-20mg
FLHE 20 - 110 mg
AT gE R 5-100 mg
TR FHAF 4 220 0.5-20 mg

T R e 0.5 - 3 mg.

28. LA FIFE A MR AR EE SR 1 22 13 f1 27 AT —TATIR (K 2L &4 -
29. HIEH TR sl 11 ARO0E PR B0 I8 P09 1N 25 WD IR ORI 225K 1 22 13,27
A28 AT — TR I DAL &) o
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MBI AYESY

[0001]  ARBHW Je—Fh A &1, IF HHARM, W & — P& F s 414l (aleglitazar)
BRI E . S B ARHL, A I K — AL 0. 01mg %2 0. 9mg Rl 41| 4L I #h 1
HMAEY, IR i G a7 55 3

[0002]  (a) /605 BT A1) L sl L 2 10 s v S5 2200 B 5 0 i At ) L

[0003]  (b) KAEIR (o) TARBIMAEY S FIEE

[0004]  (c) fTikEHh, K AE IR (b) HARBIMALEY 4

[0005] A B IAUS K —F0 H T H01E 29 A AW Tk ik 7515 A4 -

[0006]  (a) FE0 5 B A1) FL Bl I 2 10 i v 1 S 2800 B 5 0 At ) I

[0007]  (b) KAELUE (o) TARBIMAEY SIEHEFEE H

[0008]  (c) Lk Hh, B fEL IR (b) h R AEW 4. B s3H 2 (5 -2- F 4
B -3-{4-[2- 5~ B —2- 2R3 - BEM —4- 3L ) - 25858 1 - 9F [b] mEwy -7- 5 | - TR R &
& T L A VAR s S 52K (Peroxisome Proliferator Activated Receptors)
(PPAR) BahFIIZE 5. FlAk FIFLHGRTE WO 02/092084 1, Flk& LN R 2 (S)-2- AR
L -3 {4-[2- (5— FIEE —2— 60k — BEM: —4- 3% ) — 253K 1- 265 [b] memy —7- 3% ) - I
B

[0009] it S AL Al A B D 00 T 52 A AR A T ER S A R X R 1) Il I 5 TR 6l B A 1 1
BRI X BRSPS R 7. DR %E Il T eI AR, X 24045 PPAR
PPAR B (%% 4 PPAR 6 ), F1 PPAR v . f74E PPAR y & /D Fl E3E [F AP, S48 PPARY 1
AR R TE T R 2 HAH A, (B2 FACH R A8 PPAR v 2 JL-F At kb 4 & B0 0 197 4
b, AHAT R, PPAR a (AR ZEIF B AL E R ik . PPAR 175 2 B 5 1k S, A4 A
RS FING FUARAS, Al M o4k, 28 8 S N R T 7 22

[0010]  FAHFSTHRft TiFHRIER] PPAR @ FHPPAR y FRFERIEENVEN (coagonism) SE A 1
SRR TT VS RE AL S, B B 7 fof ] 25 6 R i 5 B2 /KO LB R AL USRI A BGE I i T
MYEH LAY Keller FlWahli : (943w 59 ) (Trends Endocrin. Metab. ) 1993 ;
4 :291-296, Macdonald il Lane : 24 {044 % (Current Biology) % 5 %%, 2 618-621 1T
(1995)) ,

[0011]  PFA[4% &) 4L 6E 9% [F B O H.AE % A b &5 4 JF 354k PPAR a 1 PPAR v o [A| I, Rl #%
GIH 455 T PPARY JEALIFE MM (anti-glycemic) 1EH F1 PPAR a & 4k 11 HT i i 55
(anti-dyslipidemic) EH . BElth, MUBERIR 2=/ (=R 2= B0 , H i =B P4, 1M
HDL AH[E BRI (= 2E RIIR o> A ) o LA, ‘& B LDL fH [ B, [ 0f F FF H X5 98 130
WK BEFEREAL . BT I8 PPAR a AT PPAR ¥y H:34#h3 (coagonists) BT 11 BUME [R5
LREERI 277 10, B ARl A% 471 L 5 A sl o R AL & 0 AH B A IS s a7 2808
[0012] A Af5iFH R IR, BLO. 01 22 0. 9mg [R50 53 B A, 2 B 4% 51 L 1K 25 40 & W 1
TRYT BT 1T R0 R 5 7 TR T3 A 28500 V1 IR e 0 e PR R g v 12k BT A 1) L A
Al Ty M E A P R PR b vk 34T ARG ) A 5

[0013]  TEAULBHAS Y, ARTE “FOBEA)” 481X FE BT, Pk BRI 78 5k 7 ) B
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BEMIRAT  ATAF I A A Sk Bt I HAT T S A o 5 3 AR B 50 B, 354 2 245 F i
R, B sa 2T 4E 2%, FUBE, —ACREIRYSHE , BRIEE, B97CHr (corn starch) , BERE, fik BRI,
Z B, N- LML BElld (Pharmasolve (ISP)) FIEAIRIREY) . ATEREFOREEE RS H 217,
FUBE, JO0E, (LAY, ACRERE, 22 ZEMERIDRG , 12500 45 550, WK , FUBE R SRR S
[0014] KRG A RN 2 0500 A DA R 2 9IRS 45 1t , A T4 (4 FH T T8 R 1) 06 75
R PR PR AE 5 s NI AE N B FIECE Y R . IR Y E, P AYE 5, RN AT
Yrzm, RPN BT Y 57, B SRR el , 58 IR BE , Ve R FH RS B A KT UE H A2 A 57
(RG] W DL Py R, = FEl 2 Mok SRR -G Y T H50H.

[0015] 25 Al & A1 4L R 7] DU KIS WA WL TR A1k A WL A2 S

[oo16] Mg ZRrhis v FHAE R T4 pH R FFAEUT AL B I TF- B o SRS V0E 5 2 99 1R
N FCALBuhk Bl 55 A6k e SLALHUIR PR -G A /KR L BA TR AV Y m i b
PR ECHRIN, VR pH AR /N S IR SEHh L1 / LBREISEH), B — S0 Bk
e — S8 / IR A e R A g on, IR/ A R, = (= - CRER
) - AAERLE ) - S, kIR EL / IR IRE Eh A EDTA- 2

[0017] 425 Rl ket 1) FL KT VB DG A2 B AV VR, e FH IR Bh 2 i I AT G2 oo TR 2R
ML A2 0 2 B IR S — N I — S i g2 manl

[0018] AT “ VG 17 2 Fia BRARVE AR K2 1 5K ) PRI 5R o 28 10 3% 7] By S 497 A0, i
I 80, SR LM — AN IGIL R WA —fe BEbR RN o

[0019]  ORTE “ )7 S FEaX A R < 2470 A b i S0 R SR, Bk e
FRRZ I AR TS MR PRy Pk s A o - R 3 A0 5910 6 491 e FE AT TR I 36 0
ML BT, 2 VVERD , SR ek, ToKTER (maize starch) FICCPEVER:, ACHR P ET4E
TN, IR LA YE R4S, R R AT YE 24, crossprovidone, F3k L ERVERM AN AT AT IVE S
Yo

[0020] 5338 P9 3 1) » /0 45 20 ek 9 /) R 1 ) R 8 RN 0 s 44 1 PN 3RV Tk R i sl vk
IR, S B A A AAE, 49 a0 — AR BRI, Wi A, T IR %, IR IR B8, Ml TR IR 45, H vk
TR, R L ER A A AR AR R

[0021]  ARIE“AAR” R Fe XA KER], HopmB @) g2k i B IF RS 5 sy fe
SR RIK A BT BN B4, BAE AR KRB TE & A AR RS 5 TR AR
Ry S 4% PVA (3 ST ), HPMC (RS AL 4T 43 ) FIPEG(RZ W) o

[0022]  ORTE “Fulg A1) FLE AL 3 7 2 FaBlas S04, BURFa BTk 240 5000 = N =4, Horb i
AR R R AR Oy & . Bk LI LI 1 £h 2 Bl 1) FL IR 2 .
[0023]  [RIAETIAMEH, Fra K E S UA SN S EENEE %S H.

[0024] [l 41) Ll I 26 1 F 5 v [ A i LAV B IR TR =X KT Bl 4 41 LI = i, sl R ) 1 O
T, e A S R T 2R Rl ke 41 FL IR AH [F] BE /R S i

[0025]  {EZSMAH AW EGE T 12T IR Z)FLECH ER AR IE /1 T 0. 01 22 0. 9mg 2 [A], 6
AT 0.01 £ 0. 6mg 2 [8], FEALIEAN T 0. 15 £ 0. 6mg 6], FIAG A FLIKIE— B0 K =
0. 15 8 0. 3mg.

[0026]  ARIERZHAPPIR () TR S Bl kg 41 L B 28 s 2 K s I 25 4L &4
B
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[0027]  FE—PALERZHAPER () HEE S BT 5 FL s 3k R RS A HUA L Lk

LI A A S TT

[0028] LIk (&I IO AR 4 AR B (I 29 AL S ek T ik, oAb IR (a) A VT2 K%

T IR BEIR R % pPFRI R o RPN B FIRGE P, JF HLEE AR A B R A — Bl A

B S0

[0029]  HZE 5 Na,HPO , FT NaH,PO, i, S 74 2 1 R JR IR FEARIEAE 0. 05 £ 0. 4mM,

PEIE 0.1 2 0. 2mM VG Bl N o 2PN pH ARIETE 6. 0 & 12 Z [ YEH Y o

[0030] - DARIE IR X AL PR 15 A Kk B 29 20 A W sl 25, Ferh A BE SR BB, T

i AT 2%, LB, SERT BT E4) , IF ELAOCZE 2 FURE OB 47 4 = R &4

[0031] I IR R IXAE AR 4R A R I G 25 AL S sl s v, P b IR (a) /KSR &
& B SR YENR , HPMC FI PR AL IR E K IR 5 77 o

[0032] HEEFIRIEMIE R G RERK | £ 15% 20, FILE 2 £ 10% 2 /A, L

k4 F 6% A,

[0033] KA FLIE R IR LEm o BF— D P0G P BEAL I TE KT o

[0034] LIk 2 IX KRR AR BH I 29l sk ik, b IR () s mE &%k 8

I3 80, 4R LM — FEAE TN ML IR AN 1 e St IR B () 4 T 9 1570

[0035]  RTHVEHEFIM EMELAEVIEBERRO0. 1 2 2% 2, BMRE0.25 & 1%

[B], EARIE 0.4 &£ 0. 6% 2 [f],

[0036] & VG HEFIIE A+ b A R B o

[0037]  JfAFAIILIE 1% B ATHR 1) 3R L0 SN e i, Y by » ACTC 7 FF 4 4 320, R FR AR 41 4

B, MR I LR VEN AN

[0038] i fEFIIEIE N AL SN RERN 0.5 £ 15% 218, FARLE 1 £ 10% 2 (7],

ik 2 & 3% I,

[0039] i AT I M AC TG R P41 4 22 o

[0040] A I A2 0 FE AR B8 AX B (1) 259 20 & W sl U 3%, L PPl R ik B A I I,

NEEREE, B — 1 e R MR A i & E B o

[0041]  JEIEFIEARE A S B ERR 0.2 £ 3% 200, FLE 0.5 £ 1. 0% 21,

[0042]  YEEFIICIE Ky R EREE .

[0043] A WPLIEEE IR AN FLIGEI L

[0044]  ARBHIGIUEN K —F A &), ik A G0 E

[0045]
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By A 4 FL BN B 0.01-2%
IR 05-1.5%
R — AU 0.005-0.25 %
+ R R B 0.1-2%
RN 5% HPMC 1-15%
FLBE 15 -85%
(ZEER S 3-85%
AR T T SR By 0.5-15%
et i R % 0.2 -3 %-.
[0046] AR MHIEARIEH B —Fh Al &, Ik 254l & e
[0047]
Bu] A 4 L BN B 0.01 -0.9 mg
TrR = 4 1-15mg
e — =N 0.01-0.3 mg
+ e A R 0.1-2mg
F LR 5 HPMC 0.1-20 mg
FLBE 20 - 110 mg
Wim AT ez 5-100 mg
ATIRFR T 4 220 0.5-20 mg
fif iR PR 0.5 -3 mg.

[0048]

WL, AR W 2 0 m] LS AT b s AT AR A R LB B s 1 24k
EIREATEA . EASOHAL A& TR T R EA R T, T AR AR A i, HUOR
I B, T EAFR I T, AR B, SRR AT BRI, DUIR MR AT EA R 5. Lk

PEEMFEL 1 0 L RIR G ] AR 5 A BT T AL TR R
[0040]  IbAh, AR WL Je— P 5L G, iR 25U IS -
[0050]
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i A 271 L 0.01-2%
AR R 1y A K 0.01-0.5%
QB Az PN 0.01-0.5%
T BRI R 0.1-2%
SR 4t i 1-15%
FLpH 15 - 85 %
T AT 43R 3-85%
AT R 4T 2 22 0.5-15%
hiet iR PR 0.2 -3 %.
[0051] A BHIEW K —Fi2i L &, Bk a2 s -
[0052]

i A 271 L 0.01 -0.9 mg
TR B R A g 0.01-0.5mg
THALRIE IR 0.01-0.5mg
R B U g 0.1 -2mg
LT 0.1-20mg
FLBH 20 - 110 mg
T AT YE R 5-100 mg
ATIRFR 4T 4 220 0.5-20 mg
hif g PR 0.5 -3 mg.

[0053]  HPELER (a) i SEREASWIN , LI A S PRI Ll B4 59

[0054] A BN Z5MA G Y] LU A RIS E R, 3 HARE 2 F e .

[0055] I B R AT 50 22 250mg 2 7], Pt AT 60 %2 200mg 2 [A], SEARIES T 70
£ 150mg Z (8] Atk E &4 130mg.

[0056] AUk BH 254 A 4 mT LAERAT A A 2 A AR AT A (1) B A, AR 461 i AT
HEKEAC 1T & (Opadry 11 white),

[0057] AR B S HAE 254, IF HARGE AR T-36 7 Iy 1T B0 FRp slo0 i & K
TR an B TR K A A -

[0058]  ULAb, AR BHIEW n bR 25 A &9 Ti097 8l TT BO0% PR B3 I
BRI IE

[0059] AN BHILE Je—FPyfyr BBl TT U8 R 9 B30 0o ML 505 1 g 3% i 7 VB 46
B ERTIR 25 S T T B R AT 45 A P IR

[0060] B[ H1) 4L 7ol Fig 7 FH 0 M8 PE T AR 1 9k 2D, AR S0 MO IAEZE B X, o i) A
1 B A FRE B RO AT 1T B0 R i 2
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[0061]  h T Hil& 4 &4, v LUOEE T HFESP

[0062] il &AL 27K, Rl Z1)FL, G2 Eh , Rl 7R 2 10 PR R D 22 s . BT A% A1) LA
AT 0.2 22 0.8% (m/v) W& PR Y 58 RV AR RURDIRAE AR T o 1 FRRE 57 A0 i
fEFA N BV IR BRI AL o B VR 35 S0 8 S B TR b, DASRASAS T IX SeAIC 5] B o fE 2L
T N B A0 M REE 24 Rk B0 A (d63. 2 JEkAE 0. 15 2 0. 8mm (K75 H N (63. 2%
(R s 38 o B 5 B RS ) ) BRIRIORE, DA SEE S s 70 T 40k 20 2 R O HARTS R I IR 3 1t
PEST. AR5 DU P Uk AE AL IR T s v 08 o TR S5 DI 4 15 2] 1 0RE 18 ik Do 3
9k, DS BIFACRITRE (FBG) o 44 T4 FIMUREAIL L 55 33 7 VR, AR 5 A58 FH 3 B0 551 s i) 152
P& il R o AR BH R AT ELR AT 2 TR, 9 an B0tk R8I B K 5T
FIALTE . = MBI SATEE. (B0 (load) 750.01 2 0. 3% IFEHE W, ik
71 0. 05 & 0. 15% RV HE N . AL & T 60N LAPRIE R & IR A A Bt 7]
Peie BA MR AR LA VE BAE I A MR AR 1 . BT B9 30 2o e BRas () o3 (A0 T
300 Fb, IKPEA B, brUETE 7778 (standard basket method) Fl¥ 4% ) o Heihil it 7 m] LU VR
A FE A% E =N

[0063] LA ik S5 it ] 7 451 A i B Bk STt A1) AN AT PR PR AR o

SChE 5

[0064]  SEjfiidsl] 1 ;)7 3

[0065]
T % 1) FL B8 A 0.3 mg
R = 1.106 mg
R — = h 0.037 mg

[0066]
e AR RN 0.625 mg
HPMC 6.25 mg
LA 100.43 mg
TR AT YR 12.5 mg
TR 4T 4 R0 2.5 mg
hif iR R 1.25 mg
KREAR I A 5.00 mg.

[0067]  ifl& AL S FA% F)HL (alglitazar) (0.3% (w/v)) JHEERE — 4. BEle — &80, HPMC
A Z B He b B A I G KV WL P05 TR ) 58 S IR E R AR T o /7 B2 3 DL SR IR 58
VR TR ALIR BRI A 0N FLBE , B0 4T 4 SRRSO R AF 4 228 s v 3 S i i
(M5 TR A T 180-220g/min 22 [H] s N SR 60 2 80°C, B E ) 2 2 4 B, =Wk &
22°C# 35°C ) BIREMARKE L ISRIFROR . BT B B0k T IR 25 g HA (hd) i
SR B35S P RO 2 FROREE 23 A (d63. 2 2 250 1 m) , M T 38F G, vai 705 70 1k PRk 2 R 5
i L, BOR A R M. JE R BB E AR TR A . AR 519 2
9
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RIRIURE T L P 5 (2mm 5 JUST 5 1000rpm S35 ) it , LAAS BIRALIRRBIRL (FBG) o AT (0
L TR RSV % 15 P 8 A 50 o i 2% P 7l i Py 791 o

[0068] gﬁ jﬁl 2 :EL,jfl

[0069]
Bl et 1) FL o T4 3 0.3 mg
IR 1.106 mg
iR — &5 0.037 mg
T R AR R 0.625 mg
ZRE L i 6.25 mg
FLbk 100.43 mg
T ET YR 12.5 mg
TR 4T 4 320 2.5 mg
T I R 1.25 mg
KA I H 5.00 mg.

[0070]  [FhAh 75 P B 4 MAACE HPMC RO v A S 1 b BTk O RE e . S0 T LA 1

(S aR:7/R0 K AN I W b e G /RS I W i A P e Y O s B O b VRS R

TR FRAETR, SR 1 FH B P 790 s ) 46 P 7l s Py 771 o

[0071]  SEjfifsl] 3 : Fr 5l

[0072]
] A 21 L 0.15 mg
A T 1 A 0.0125 mg
THALR R R 0.0125 mg
T pE AR R 0.625 mg
IR L i 6.25 mg
b 101.7 mg
T ET 3R 12.5 mg
TR A1 4 25 ) 2.5 mg
h A i 1.25 mg
KR AR I H 5.00 mg.

[0073] &AL EBIAR AL, T EALFR IR 0 K, ] B PR TS, FRYE A A+ e iR

B SR o R G T SE AT RRAE R A o T UL R BB RIL AN FLRE, Bl T 4 R
ANAZH IR B AT 4 200 i SIS (200-400g/min) B[ AR AL b LASRAS B0k . 0
RLBT HAT 0 A 5 2, RGT AR sl MR o 5 Sl 4] 1 A 2 RR0RE (AR L858 0L Rt
TR B RIORE S 3 RS TR A% 5 P 8 A 590 o ) T 4% s ol ) Py 791 o
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