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42, — ML A, HAE (1D FE, Brid e & = FOSUIUR SGLT2 41157 5 (2) 55—
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(A) £30. 5% HIIAMEHIRBUAME FWe (S) TH ~EE/KAH ;29 70. 5% B ELER —FF XU 529
8% MR AL R ;20 12. 5% M A 4 3% 29 8% 12 AL Ve R8N s [ 29 0. 6 % [F Al /IR
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(B) £7 0. 25% HIEF& PR BUAIE FE (S) TH FE/KAEW 20 71 % I EL R — UK ;29
8% IR TN FEA Y2 ;40 12. 5% TR A 4E 3R %) 8% B H AR TE M 8N 5 429 0. 6 % (1)l T
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(C) £ 0. 4% KIIAKE FIRTIAAE FIR (S) A “EE/KAY) s2161. 5% KRR —H UK ;4
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(D) #90. 4% FIIAKE IR EIA RS PR (S) T “EE/KEW £ 72% I Eh R — B XU 4
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B
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(1) £30. 4% KIIARE IR BUARE TR (S) T EE /KA £ 68 % I Eh AR — B XUIK ;4
2.6 % IR TN LA 4E 25 529 20 % [ 47 4E 25 520 8% IR FF AL Ve k8 s 1229 0. 6 % [ Al IR
PR Bl
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5 ZR I RIS R A WA LR B B SO B A DU AMP SRS AL | B P TR 250 20 1 Y
T 201 iy Pk XTURRE 25418 43 A 591 P B TOLREE R R0 420 P Pk I WS 2 384 2080701 HELY T 1R 22 B 45 591 B
FEY 1 52 A S 5 7003 0 TGRS sl 771 22 EL e 52 A4l 771 T A IS SR BAF T 6 7710 . PPAR y 38
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7 PPAR a 4 zh7). PPAR & 5307 BB EN 7). PPAR a /v XL E #h57). 11- B -HSD-1 #1357
BRYDAEFTT A IR RRES TV (DPPA) $17i 71) B IA A% Z1I R AT SGLT2 7] fik s 0 25
FERK —1 (GLP-1) \ GLP-1 5h78E PTP—1B #1417

AT, —Fh 2L A 7= i, HADEBURIESR 4 2507 e BeAR 24, b Frid PR E 24
A B . CB1 55077 5HT2C kAN 7). MCHR1 5407 B =) 4t 40, BRI 25 25 L S 0E #
BB A K B R F S P
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MBI 7

[0001]  AHIE & EHE S 201080061412, 6. & B LR N« ST RIRE A 777 H G H oM
2010 4 11 A 12 HEEFIHIE (PCT HiF 5 A PCT/US2010/056577) 14 R Hi o

FAR s

[0002] A % BH #2 £ 57 B0 OB A W) H 77 (immediate release pharmaceutical
formulation) , Fid 57 RIRE I8 25 1) il 70) L 4 1 R B e 5], AL & —RIXUIE (metformin)
A st 14 7] ) B A% 12 88 ) (sodium dependent glucose transporter) (SGLT2) #Ifil57) f2AT:
RIAAC . AR B R A ] £ B ads il 77 i 77 36 S AT FH X 15503697 5 SGLT2 i P AH IS ) <
o B ERG  TT s

BRREAR

[0003]  TT ZRUARE PRm o R o () dse i W 3, e 5 B R e 9 49 Hh (1) 90 %6 o 7E At 5 i
—ACNEA 1T AR IRR (FEEEEFA—T-EH AN ) Bk EAAKIEEZ AR R EK
By RI3E . 1T ZURE PR N — P By, HOBE 16 T P 80 4 5 3, H PTG TR 4F
We o A TT BUREFRIm I B AN BRIE 2 BT i 22, R s = A E A — Mg s i &
A LR 5 Ak il R S ECR LS A7 AE 4B e M LUS A . 6T T 28 PR 1) ] RRAE T
PR N IR I R HRPUHPIRAS , Horp B4k A2 1R S B 2 550 8 BRI 21, 5 5 L 1 i e ok
BRAREHE SRR AMT . HT SARA RIS Y 5 B 5 2%, DR v 1 i 0 4
F i BA LA K

[0004] [ i [E)FHE A% , 50 48 10 sy LA e S0 260 0 5 P, R A R 5y 3R K0 5 m ™ B LA o
JRAE B ZANMeDhBERRAS . Fr Ak B R BOFE S  JR o8 T ML AORE B4 AH O% HoAR v {2
BRI RORE » PRI, v HRRERE A0 S5 AR FHAS BT 2R, IX N e 7 1T A PR 4 il A0 5
[0005]  E Rl V22, MR FEHIAE 11 200 KW S A ZE . Bl RImaTm
H A5 A SEBLAN 2 R R AT Ge T 105 5 M LA TR -5 U0 S oA 2 1R S i ot /8 AT R I &
FRAE. FT¥IT 1T AU R 1 D IRV T IR BRAEE DU T QAR &4 Rl RS  BUINE
( ZHXUIN (metformin) ) \WEEMELE —FRZE AN a — 5 &) M BEHIHI R . 5 2800 PR 25 43 B
P2 T /38 o SR, A —yRI7 RS AN AR, BA ¥ T sty )T | IURE M 5 2 5 NEE
HAEEMEHSR.

[0006] fx I K I — KB B PUME K W 2, H OB R A B - & M B i &
[ -2 (sodium—glucose transporter—2, SGLT2) Il 57, SGLT2 FH55Bg 1 i B e w6 &)
FEE R A . 5, B IR SV A & B e B e b . SR, AL TR S, &
W22 FH B 0 s ) R AL 81 LR o 6 U T 90 S (40 T 5 4 2 MR WA A A B T A0 g /)
B SGLT2 N F LRIAA B N im/ NG & A i BT se N M STz EIRIN 3 25 ia
Ho

[0007]  [At, A& PR A TAEIGIT 5 SGLT2 Wil MEAH I 152 95 B e A5 o 1 ARZS 25 /I 294

10
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il 500, Fividk 24l )AL B — R OBUIURT SGLT2 i 7)i anik kg F1k (dapagliflozm) o A< W]
RN /SGLT2 44l 0] il 77 Ay 28 38 SR (L HUE PR ¥ 9T, FLmi A il LB 7K 1 & 2 7 (AN
HEH

[0008]  FATH, B0 IAME B R BLIAKE FI MR (S) TH EE/K &4 — XU & 25 &
YR T U i DRT i 4R AR e D b T ) ol SR 71 B8 7)o

[0009] ¥ %, 75 - SUCRT SGLT2 #7512 [ KR 259 — 250 L ) (325 4% 51 W B % 1)
W (S) T BE/K G W7 B 455 0 B3 SO P o S B IR . DA AU 2 AE X /N I IA
K FRBUAKE TR (S) TR B K G035 &) 43 A 15 B 4R 7 'UZ)# 7 A L HH S &=
AR

[0010]  S4b, S FIEBUARE FIR (S) TH —EE/KE45 — B XU 2 M o il & A 1R K
()22 S H U8 — R UL 22 0 IR 46 1, 3 LA ] 252 LB B 1 R il 4 2
PR A -

[0011]  FEJURPAS RN 280 (GRS BhAE IR (0 ik mR A S i A kL) J5, BERic
RILCA_E AN Il @A) 40 i o AR AR ES B A B Sk M P R BRI (S) T —EEK
G R A TR Vs T B TR B T 25 B R RUNORE 5 B b AR IA AR B R BAAE FI R (S)
A EK G S5 HIE4aTE B IR BURL . 4515 1% SR i R 40 15 46 M A DR 76 158 35
o $5 AR B F) 2 R B 5 e S g R 3 VB AR LU i 38 E nT AT F B R E IR A 77 . Rk AR
W55 2% il R 45 A A TH) A AR B2 05 A e AT B A& S 3 B/ LR 3 B3 A (ks B o A AR %
MR Z W BA RN . Bk Siknic BAG 75 s 14+ «

[0012] i O R BT F Aol 22D — 04 1A A& B MR AE A1 /K A A 3R , {H AT 72 SEIIX
G AT 2 11l 70 B [ I AR FRIAAS B R BOA S 1R (S) TH EEK A fa e Ve

LZRAAE
[0013]  {E—ANJ7TH, A% K BHAR AL SZ BB A 25 bl 1) BT i Sr RORE FRCZ5 W il SR 0 468 v 91 i
FRLF (stock granulation) BB HEFR, HALS (1) SGLT2 #1771 5 H 25 A $h B4 71k
Yy, (2) —F XU 25 ] EhBUAF ML K (3) AR A . $hR XU (HC1) ik
(490 A% 1) SGLT2 $ik R IAKE FHE LA FIWE (S) TH —FE/KEH (1:1:1) BukigFE (R)
HBEKEY) (1:1:1) o BARIER) SCLT2 1 FAIAE TR BUSE TR (S) A ZEEKEY)
(1:1:1),
[0014]  7E53—ANJ5IHE, 2K BIRAEG T 5 SGLT2 3 M AH 6 i s B 1S 1 77 3%, Bk 77
LSRR TR TR G I LA 46 250 TT A S E AR R AR nlE AR R B 25
FE LTSN (RN AZE) PLBIT S SGLT2 3 MEAH < K 2 Flop fE Al B As, A F5 A
FRTVRITBUESE DA N im R R BORAE B8 P (38 1 24A0 11 28 SR )  H &) i =
24 R B FR AR BN PRI F R AORE 1 20 e AR R o e N PR R R TIOAREEE R
AR « /= B ] A2 T 1 T P i 20 I 5 R B8y 1) TR 7K S w5 s R IE S v HE v =
B IUAE  BEFRE A% 1 380 2R A B K SR AR B A R o3 1M P o AR R B IR0 AT FH T4 i =
ERENREEE (HDL) MK Y. 546, BN “X RE1E” B ARG AR BIRIE o
ARG RIS F A R BRI T
[0015]  fE 53— NJT T, AR B AR (il 4 N7 BRI 25900 il 35 60 77 12 ik S7. RIURE TRC2 W il

11
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FRVELFE Py 70) Ak % OO 77 B B 70, H A, — R SUN B 245 D 58 BV 7R A0 B B Al v i
A2 (SGLT2) il i) BCH 245 HY Eh B A o

B &35t BB

[0016] & 1 AR 1 A0 k4% 21 e A FOSUI A st 491 1 A0 2 (/) 37 BRI 7)) (SRR
) B G .

[0017] &) 2 #4537 SZHE ] 1-14 [ 37 BB 750 A VA L A

[0018] &I 3 HiIA T il & AR &k B B 77 VA B I AR

BARELEAR
[0019] A& HHHRAIL 7 BRI R JECHIFRI, A ad 57 BRIl A & 1A A% B R BUA AR B R (S) A
B KGN — B SONT B FE e R o B3 i 390 2 7 7] R 7R BRI R e 2, oA 2 AR
el o BTl il 505 A WA 204 BATH BUR 773k il &, Bk 77 i/ G A KR =4 55
AR R B R PR AL S I & B fR BRI A SO Y 1 AR AV i TR) o AR
35 (1 A P R U SR S D2 2MPa (JKIA ) , AR AR (7)1 24 20 4380 L 30 20 5 vt
80 %% o R Wl FIFRAIX L iy 75 B PR o, R AE — FFBUIE (500-1000mg) A SGLT2 1l 771
(1. 25-5. Omg) Z[AAFAERIZM) — 25 bl B3 A & & & = RO 7 77 B i iz 12
(1) L %0 1] /8
[0020] [k, AR R BH 4R 7. RUBE IS 25 M 1 57, B ik S BB TR0 24 it 7014 2 SGLT2 #41i 741
ORI, — PR PR AR — P ER S PR 7R R — PR B B ORR AR — PR FhE T )
FAFHE A . L) SCLT2 #1177 AL 4% IR BUAHE FIR (S) TN EEKEW (1:1:1).
EAE IR RE B 1 A 6mg BURLIAHE TR (S) N BE/KEMME N 1.2 2 7. 4ng. 15
W BRI B IE &R 2. 5mg & 5. Omg HIAMSFIWE (S) A ZE/K &M B AiE & 3. 08mg
£ 6. 16mg. FhIE — F XU XK PLIE . = FAUNFIPLE &4 500mg . 850mg Al
1000mg. PRIEHIRE A FIAFR RS 4E 25 . 1% IV IE 7870 R i dh 47 4 2= B IR R 85 M p i 1)
TETE . 2 R LRy BN B TR A 4 2 s () R A7), m B A 3G %0 B A R A R R L
¥ EN. B il 70 2 5 750 Uk SOk ZE IR X iR A APALE R R IR EAAIE A A5
Opadry“TL 4565 Opadry “ 1. B 4 Opadry® T B2 . Opadry“11.
[0021]  ARE“FEHLIME (CU) 7 #w UMK B FERGR & 7 A2 [ & 242 5%
W& CU LAMRUE & A7 1) — i, BI— Mk (9 BN SR A7 By B BWE TRV 3 & 2 5 1%
A FIr 75 568 B I )02 7 3 Bl PR DAASE A LR AE RIURS PR P o CU ARG R R A7 R 1 43 L AR XS
PRAERZ (% RSD) .
[0022] 5 FIAIATURG 5 B et g Ak AR 1A 461038 (diametral compression testing) fiY
TEARIAE o HADFEATBLIRAE S0 T Fy 7704252 PR AN 2 TRl AT ) i e 8. 0 AW in B 31
FUBRE . PURETRE () BRULA IR A (mm) PARME A IR KN BT84 A A Hi
R LR R AL (TS) H A MPa SRl &
[0023]  £E 55— /NJ7 M, 4% R BH 42 15 57 BB T2 1) 1l 570, v o S7. BIVRE 5025 ) ol 77 35 44
0. 1-2% [RIEA& TR BUE S F1 e (S) T ~BE/KEH) s40 55-85 % HIERER —H XU 145 1-15%
MRS AR ;20 2-25 % AR A 4E R 540 1-12% R B S 38 B BB 3-10 % HIIREX
12
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PRI TR B AR Y 3 s ] 0. 25-5 % MBI IR BE . T3% 100K 7] 111 €4 Opadry “TL. B {4

Opadry®IL. £t Opadry™IL 5 # 4 Opadry 1, 7k 24 57 5 1 7). A 4 S0k 7 5 e

eI

[0024]  7E 55— ANT7 M, A R B3 $R 4% 57 BERE 0 25 1) ) 7], B 3k 7 BERR 1380 25 ) 1) ) 2 24
0. 1-1% BIAFEH| R EAFE B R (S) TH /KA £ 60-80% ) ELFR — H XUAK ;49 1-10%
IR LA YE R 4 2-25 % I AT 4E & 40 4-10 % R 32 B Ly M el £ 3-10 % R EX

R E 20 0. 25-2. 5% INBERGIAEE. 2L R AT A 1A €5 Opadry “TL. 4

Opadry™II. 5 2 Opadry®II 52 1 Opadry“TL. F ik 2541 57 2 F 7). 4 4 0B A SR

EAIE A

[0025]  7E 55— ANTJ7 M, A R BH $& 45 57 BRRE TR 25 W 1 77, B ad Sz BRRE T2 ) 1 74 2 24
0. 25-0. 8 % A& PR BUIA RS FRE (S) TH EE/KEW) s 20 62-T7% I Eh R — F XUAK ;29
3-10% RIFR RS AT4E 5 20 5-21 % IR AT 4E R 40 5-9% B9 R F LT M AN B £ 5-8 % R
BAR I R T B 4 3 s 020 0. 6-1. 4% HOBE SRR EE T3 HOEA4C T Ky (1 €5 Opadry ®I1. F 4

Opadry“T1. 45 t5 Opadry “TI 52 % Opadry®IL, i ik 2541 77 2 1 701 il 4 S0k 7 s e

£l

[0026]  7E 53— AN T7 T, A R W 4 Ak 57 BB T80 25 W0 il 79, P ok S7. BIRE T 24 ) ol 94 5 49
0. 5% HIAHE B R B FIE (S) T EE/KEH) :29 70. 5% (IR IR — XU s29 8% [F2 A
AR 2 12. 5% IR A Yz 20 8% AR FAUEM AN s &2 0. 6 % HAH TR IR . A
7] 4 164 Opadry ™11, # 2 Opadry “I1. 454 Opadry ™11 st 3 t4 Opadry™IL. frik 25l
725 55 A £ RIORL ) B 2 71 T K

[0027] 7 53— AN T7 T, AR BH 4 A 37 BB TR 25 W i 571, P adk ~7 BIDRE T 285 40 ol 504 2 49
0. 25 % FIEHE IR BUA A B (S) TH ZEEKAW) 20 71 % Eh IR — AU ;29 8% A
FEAMEE 4 12. 5% AR A 4E 2 540 8% MR AR E M 8N s Je 2 0. 6 % A IR IR EE . AKX

A A& Opadry ™11, 1 Opadry“II. £ 4 Opadry ™Il 8 & 4 Opadry®I1. ik Z ¥

72 P 7 Al % ORI BB B I 3K

[0028] £ b5 — > 75 I, A e WY 5 136 ST BITRE T 24 W s 571, P o S BB T 24 0 il A 5 20
0. 4% LR TR BUAFE B (S) N REK G 20 61. 5% [ hiR — UK ;29 8% 2 A
FEAUER 2 21 % MR AT E R 40 8. 5% MR AL TE M AN - 220 1. 4% e iR e A

A4 (165 Opadry ™11 # (2 Opadry®I1. 45 (2 Opadry “II Z# {4 Opadry“IL. ik 241

72 P 7 filt % ORI B B I 3K

[0029] £ 55—/ J5 T, A 5 WY 5 136 ST BIURE S0 24 W i 570, P o S BB T2 0 il A 5 20
0. 4% HIER FIRBUSHE FIE (S) T BEKEY) 20 72% M sh iR — FF BUIN ;2 9% KF2 R 2k
ez 20 12. 5% M A 4E SR 4 5% BRI AN s ) 1% RBEfIE IR BE . AT N

13
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(14 Opadry™IL. #% & Opadry™IL. 15 Opadry™TI 5 # 2 Opadry“IL, 7k 254 %17 2

F 7 At 2 SRR B FE T 3K

[0030] £ 55 —NT5 I, A W 4R 13 57 RIVBE TR 25 9 1 770, P it 7 RIVRE T80 285 0 i 57 B 5 &40
0. 5% [IEHE FIMRBUA I FIME (S) T BE K G :£ 70. 5% I ERIR — AWK 529 5. 5% 152
PIFELFAEZR 20 20. 5% IR AR 4E R 40 5% FIR PSRN - L4 1% il se. AR

7] 9 11 2 Opadry ™11, # 5 Opadry®I1. 45 5 Opadry™Tl 5 # 4 Opadry®I1. Jiik 24

TR 70 A 2% BRI BB B AT 2K

[0031]  FE 53— 771, AR I H2 A6 57 B RE TRC2 W0 591, P ik 7 BB JC 25 4 1) ) L 25 4
0. 5% IIEHE TR BB AR IR (S) TH R /KEHD 40 75. 5% I ERIR — FXUIN £ 6 % AT
BEAUER 2 12. 5% MR A L% 20 5% MR e AN« R4 0. 6 %6 UREIRIR BE . ALK
Ay (1 €5 Opadry 1. 1 £ Opadry™ 1. 15 2 Opadry™I1 Bt 2 Opadry™I1L. fiid 2594
FIE R 7 A 2 ORI B AT 2K

[0032]  FE 53— NT7 M, AR I 5 A6 57 B RE TRCZG W 591, P ik ST RVRE T2 P 1 5 AL 4
0. 5% HIAHE IR EE AR FIIGE (S) TH R /KA £ 77 % KIERIR — XU 49 10 % KIEE A
FEAUER 25 % MR AT UER (40 7. 5% R I AETEM BN - )220 0. 6 % UM TG MR B . AT
A5 Opadry “I1. # 5 Opadry *T1. 45 t4 Opadry™TI B0 (4 Opadry “T1. Frik 254 4l 7
2R 7 At A ORI B AR K

[0033]  7E 53—/ T7 1, A R B 03t S BRRE T80 24 40 o 59, P ik S RIDRE T 25 0 ) 5 B 25 £
0. 8% KL FI R ELIAKE TR (S) P BE/KEH) + 40 69 % B EEIR — F UK -4 3% WA
BEAAER 4 20 % LR AT 4E R 4 6. 5% MIRER IR T HE AR 4E 2 < K2 0. 8% (MR 1R
B AT A A Opadey®I1. € Opadry“I1. 454 Opadry *T1 803 4 Opadry “IL, ik
PR 5 70 A A UL B FE R 2

[0034]  FE 53— NT7 1, AR B H2 A4 57 BRE B2 W0 ) 59, P ik 7 R 2 ) ) L 4
0. 4% (A B R BUSKE TR (S) TH EEKAW) £ 68% 19 EhEE — H XUNN :49 2. 6 % IR T
FAAER 4 20 % IR AT 4ER 40 8% IR M ATE M8 : L4 0. 6 S B flg IR BE . AUAKH]
1€ Opadry 11 # & Opadry “TI. 5 ¢4 Opadry®IT B # 5 Opadry®IL. i ik 2541 77
2570 A A R B B A K

[0035]  7E 53— NT7 M, AR Y5436 57 B RE TRCZG W0 ) 591, P ik ST BB T2 0 1 ) L 5 4
0. 2% KIBAE R EE AR IR (S) TH R /KEH 40 70. 7% I ERIR — HXUIN -2 8 %6 AT
BEAUER 2 12 5% MR AR5 40 8% MR e AN « 040 0. 6 %6 U RE IR IR BE . ALK
7] 9 (44 Opadry *T1. B 5 Opadry ™11, 452 Opadry ™Il 2 2 ¢4 Opadry“TL. jir i 2591l
FE R 7 A 2 RURL R B AT 2K

[0036]  7£ 55— NTJ7TH, A% K Wi A 57 BB I 25 1 i 550, v ok S BB 245 1) i) 704D 25 4
2. bmg frIIEA% FRELLY 3. 08mg [RIAKE B (S) T B /K-G4) + 49 500mg (¥ £h 8 — FFBUIN
P ) — i B 20 ROkt 5 771, AT 08 (0 — P B 2 P AE ), AR5 1 — R B 22 ol 3 A1), AT ) —

14
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Folt B 2 AT 7R AR R AR

(00371 £ 55—/ J5 T, A= 5 WY 52 036 ST BIRE S0 245 W 570, P ads ST BB T2 00 il A 35 20
2. bmg [IAFE FIMRELZ) 3. 08mg (RIIARE FIWE (S) A BE/K G :2 500mg [ b1 — FF BN 2
19mg [IFEAFELFMER ;4 150mg [l £ 4E 2R 20 60mg (KR P AT 8 5 420 4. Smg AT

REmABE o 0K AT 11 € Opadry *TT. # 4 Opadry ™11, £#% Opadry ™11 54 t Opadry®II.

R A4 AT 9 1 £ Opadry ™1, Frk 24670 2 5 7). ik 4 U0 sl e 2RI =

[0038]  7E 53— AN T7 T, AR BH A A N7 BB 825 W i 37, P ad ST BIDRE T 24 ) ol 504 5 49
2. bmg MIAKE FIEE 2 3. 08mg HIIAMSFR (S) TH EE/K AW 40 850mg (1R B — F XUAK 5
3% B — PR B 2 TR, & 551, A2 8 — P B30 2 PR 8 77, AT 1 — Pl 22 i R A7) 4T3 ) —
B PP ETE R S AT AL A

[0039]  7E 53— AN T7 T, A R B 4 A 57 BB T80 25 W il 39, P ok ST BIDRE T 24 4 ol 904 5 49
2. bmg MIAKE FIEE 2 3. 08mg HIIAHEFGE (S) T EE/KAH s4) 850mg [ £h B — F AU 5
2y 96mg [FFER LA JE R 2 150mg AR A 4E 3R 40 96mg KR B E Ve s L2 Tmg [ A#

JeEREE . AT A A €5 Opadry®I1 . B2 Opadry “I1. 4% 2 Opadry “II 5 # t4 Opadry “I1.

(R0 AT 1465 Opadry I FRAZEHH1 2 4 70l % OB B TR 2.

[0040]  fE55—ANT7TH, AR B ER AT BRI Z 157, Fridk Sz BURE T 241 77140 & £ Smg
[RI5A&% IR ELLY) 6. 15mg FIAHE FIR (S) A EE/K-EY) s 850mg Y ERER — F XU s fE1% ()
— PHECZ PR G0, ARG I — MR 2 B 7 ), AT ) — B2 Mg g R, AR R — MPE %
FENE ) AT IR

[0041]  £E53—ANT7TH, AR A FRAE L BRI Z 157, B ik Sz RO TR 24 6117740 &5 29 Hmg
[RIIEHE B R B2 6. 15mg [IAH& FIWE (S) T EE/K G4 :29 850mg 1R — XM s49 97mg
[T IEAFYER 4 151mg MR AT 4E 2 40 9Tmg [KFR B I8 AN 5 24 Tmg HOHE JE PR EE .

14T (115 Opadry®I1. # 2 Opadry 11, £ 2 Opadry “TI 23 2 Opadry®II. it 1% 1)

AT Akt OpadryTL, Frk 25970 5 1 571 ik 4 SR 70 i i 70 2K

[0042]  7E 55— ANT7 1, AR B 5 4 37 BURE J38 285 W il 570, B ok S7 RIURE TR W ikl 550 A 75 &4
2. 5mg [FIAFEFIRE 2 3. 08mg MUK FGE (S) A BE/KEH s 1000mg 1 ERER — B XU ;
A3 ) — PR B2 FlORE & 5751, A2 8 — P B30 2 PR 78 7, AT 1 — Pl 22 P R A1) AT ) —
FhEL 2 PRSI TR AR .

[0043]  7E 53— AN T7 1, AR B i 37 BURE I8 285 W il 57, B ok ST RIURE TR W il 550 A 75 24
2. bmg MIIE A& FWE B L) 3. 08mg AL A& FIE (S) T BE/K-A 4 s 29 1000mg 1 £ B — F X
WK s 29 113mg BRI LAY 3 240 17Tmg R AF 4E 3R s 2 113mg B9 B EEM Y s L4

Omg )1 g R k. 34K AT 9 (1 2 Opadry ™I, # ¢4 Opadry®™I1. 45 2 Opadry Tl 2 {4

Opadry™IL. 3% 4 7T 8 € Opadry “TT. Bk 234 70 2 71 s £ Tk 70 s 2 7

e
[0044]  7E55— T3, A B SR OE L BRI W5, Bk S BDRE B 57 55 20 Smg
15
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[RIEA% TR B 6. 15mg [IEAE FMR (S) TH EE/K-E4) s£9 1000mg Y £5ER — F U s fE1% ()
— PRE S FRG G R, A Y — PP 2 PR R R, AT I — PP ER 2 P R AR AR B — PR
e 75 S AT AR

[0045]  £E 53— ANT7TH, AR A ERAE ST BRI Z 4157, Fridk Sz BURE TR 24 1157740 25 £ Hmg
[R5 4% F1 R B 4 6. 15mg A HE B (S) TN BE /KA 4 s 49 1000mg [ £5 B2 — FF XUIK 29
114mg PR AZEAF4EZR 20 17Tmg BITER A 4E 2R 29 114mg R L TER AN 5 X2 9mg A

JEER%EE . AT A €5 Opadry“I1. 2 Opadry™11. 15 Opadry“II 5% £ 2 Opadry®II.

HAEHIELA T 9 2 Opadry “TL. Frk Z4 ] 57 2 5 7). fik A& S0RE 70 B e 2 A 2

[0046] A< BHIEAR AL FLBh Y V6 T 5 SGLT2 i M AH ¢ 1 [ A5 BB I% 1 7 15, BT ik ok
P FERE PRR (ARG T 2R TT 2O PRI ) A 40 RN & 52 400 JR 5 2 KL B 0 A I g
PR A PR I ITURRDIEE o i I 2 TR v 1 ] B2 ML 1T I B U 12 g 7 B B ek Y
M BKFFE  J IE « 5 v = T S BERRE 5 0 i AL 4L 4B L 30 ik s A 1 A B
L S BT 772 A4S 1) 7R B TR R TT I AL 3N A 2 2R, Bk 29l R0 - (D
SGLT2 #7515 (2) H AN ; K (3) RIRRIEA s oA Frid 254 5 A Sr R R Tl B2
A 2R FEAITE o M TV AT PIBYT 1T ZUME SRR - ARI%E % SGLT2 14
FIRIEKEFRBUISARFIE (S) TH ZEEKE.

[0047] 7B 5 —ANT5TH, AR R SR A NSy 11 BUE IR 0 7778, Ik 77 i a4 m &
TRTR ST B NG 225055, Frd 230 506 SGLT2 #il7) s — XN s—FhEsi 2 Fh
KGR s — MERZ PIIE R s— PhECE PR AR o Je— PR B 2 Mg . ARI% Y SGLT2 )t
FURIENEFETGE RS TG (S) TH EE KA. I 25 700 5 A 70) S 0RE 771 B i 2 751 T
2RI 7 BRI 7)o

[0048]  7E 5 —ANT5TH, AR SR HEE NS HiRyT 11 BURE IR 7738, BTk 77 V246 ml /&
BERTRVRIT IS 2255, Bk 2591 710 3 B AR P R B KR R (S) TH KA
Y s BRI RS A 4E 3R T AR 4R 1 9 AR 7R R L Ve A B AR A e e T
Ao BRI RO ME TR EREE . BTk 230 2 3 70 ks 77 B 2 7)1 =X S 7 BB Tl
7o

[0049]  7E5—ANT5H, A KR HEAE AN FRYT 11 ZURE R 9% 1 77 3%, Frid 77 i a4 1Al
B HTIRRIT BRI RE 2GR, Frid 254 A & 40 0. 1-2% A48 51 BUA K 51| e
(S) TN ZEEKAY) 47 55-85 % HIERIR —F XU s4) 1-16% MR R4 2 140 2-25% [
PR AR 20 1-12% R T N ER 3-10 % AR B I FR TR SR 47 4E 2K 5 220 0. 25-5 % [
WEAREREE . FTIR 270 2 7 700 0k 1) B3 3 7 T =X 1 7 BB Al 571)

[0050]  7E 55— ANJ7 M, AR HARMEAE NS 7 11 200 FR 8 1 77 325, ik 77 1A 46
] 75 FTR IR T BN GG 2 ), BTk 2 R S 4 0. 1-1 % B IAHE B e BlIA
KR (S) TH B KA W) 21 60-80% M EL R — AU ;29 1-10 % MR AL 4R 4
2-25 % I AT 4E R 520 4-10 % (1R FF e i AN ek 29 3-10 % R EUR I R T S 47 4 =
J#30. 25-2. 5% [ BR G IR BE . AT (404K T 1 £ Opadry®I1. #8 t4 Opadry ™11 45 €4
Opadry®TI 58 t5 Opadry “T1. Fridk il £ 5 70 il % 0k SR 2E 717 K
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[0051]  7E5— A5, &K SR U AR YT 11 BU0E RpE 0 751%, Bk 77 12 B 46 18l 35
BRI TT BN LS 2250157, Bk 230 8L 5 29 0. 25-0. 8% IS IR BIA K 71| e
(S) N EEKEY 29 62-T7% B R — XU s29 3-10% [FJFR AR A 42 40 5-21 % T
MEFAE R 14 5-9 % MR AL TR A ER 5-8 % MR BRI TR L AR 4E K s K2 0. 6-1. 4% [
WEARIREE . Frak 550 o 2 v 7] R0k 77 B 2 50 T 21 7 RIURE T 571)
[0052]  7E 55— ANJ5TH, A R IR AL NS ihiRyT 11 BU R K 738, Ik 7 v a6 m /&
BLHTARIRIT BN IEE 225057, Brid 299577060 5 29 0. 5 % IS K F R BUA A% 5118 (S)
B G 520 70. 5% BIERER — UK s 29 8% MR T ZR AR 4 25 49 12. 5% [T 41 4
2 8% MR TR BN ]2 20 0. 6 % BEHE IR EE . FTiR 25l 7000 2 1 791 Jer 771 B s

FATR 29 S BB O 7], 3L AR RS I AT 14 Opadry ™11, 5% Opadry ™11,
185 Opadry®“II 5.2 4 Opadry“11.

[0053]  7£55— N7, AR BIR AL NG 7 11 BB PRI 107 1%, ik T A e dE F =5
LR IETT NSRS Z 255, ik 290 )AL 29 0. 25 % IR 7 BeBUA % 5118 (S)
A EEKEY) 2 TL% B SRR XU 20 8% MIFEA AL AT 42 ;4 12. 5% MR F 4=
29 8% BRI AV B 5 2 0. 6% ARG IR B, P& 294 57 2 A 70 < JRAURL 771 B e 22 571

FEAR A S BIRE A, Je AL R . AT A 5 Opadry ™11, 5% £ Opadry *TL #

4 Opadry®™II B2 ¢4 Opadry”I1.

[0054]  7E 5 —ANT5TH, AR R SR A NSy 11 BURR IR 0 7778, Ik 77 v a4 ml /&
LRTIRIGTT NS 25150, Frik 290 500 5 2 0. 4% [IA A IR BUA K B (S)
P BEKEY) s20 61. 5% [ EhEE — FOUNT 29 8% HIFR TN FE A 4E 2R 4 21 % M A 4E 2
29 8. 5% IR R VEM AN ]2 1 A% IRENR R EE . PR 254l 1) 52 1 7] Sker 7) B3 fe 2

FAUTE 50 7 R R ), orb SRR AT A 15 Opadry ™11 A% 2 Opadry ™11,

1t Opadry™II 52 {2 Opadry 11,

[0055] 75— N7, AR IR NGy 7 1T RO PRI 107 1%, Prid T iA a4 1A 75
LRI IT I ARG B2 I, Prik 29 R340 0. 4% MK FI IR BUEHE 511 (S)
A EEKEY) 2 T2% B ER IR XU 20 9% MFEA AL A4 2 4 12. 5% R F4E =
29 5% HIR AT L2 1 % RBEREIRBE . ik 25 57008 2 7 57 UKL 7 BROR: 22 7717

SIS BVRE R, Ho R R . AT 91 8 Opadry L. A7 2 Opadry *T1. B t4
Opadry®TT 2 4 Opadry®IL.

[0056]  7£55— AT, AR BIRAAE NS iGT7 1T BB SR 107 1%, Prid T iA e dE H =5
LR IGIT N SRE B2 77, Prik 2957 B 5 40 0. 5% KK F IR BUE K 5115 (S)
P BEIK G 540 70. 5% R IR — F UK 29 5. 5% MIFR T FR AR 4E 3R 4 20. 5% Uk £F
UEZR 20 5% MR AR s 220 1 % RBERR IR BE o PIrid 29570 2 1 70 SRR 77 B i 2

T 2R 1 S BRI R, HEb R Bk i . A3ACTT Jy 11 6 Opadry 1. A5 ¢4 Opadry 1.
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15 Opadry ™11 a3 = Opadry®IL.

[0057]  FE 53—, A K R ULE AR HRYT 11 BUBE IR 7735, Pk I iR AL 16
LR IRTT NG 2 2950, ik 29715 29 0. 5% IRIA A 1R BUA K B (S)
P B KEY) 2 75, 5% IR IR R OUNK 2 6 % MR ISR EF 4R 4 12. 5% AT 47 4
3R 205 % R P EVER AN s S22 0. 6 % HEITRIR BE o Tk 2770 0 52 1y 71 R 77 B 2
FRI A S IR RCBI R, Jooh A AR PRI . A RT A £ Opadry ®TT. %5 Opadry 11,

Bt Opadry Tl B0 1% Opadry®I1.

[0058]  7E 55— ANJTIE, &K R AL NS GyT 1T BUBE RS I 7778, Bk 77 2 B4 1) 75
LRI TT B NS 22050, Frak 25 7405 49 0. 5 % BB 4% 71 R Bk 4% 118 (S)
N EEK AW 20 T7 % IR — FBUNL -2 10 % R T FEAT4E R 20 5% R 4T 4R 5 4
7.5% KR R EIEBN 1 52 0. 6 % R ITEIRBE . Ik 24 1l 770 oy 2 v 791 L SR 7] B P 28 5]

T 2RI SRR ), Herh A AR AR . A T 1 1 Opadry “I1. 152 Opadry ™11, 15

{4 Opadry“TI &% Opadry®II.

[0059]  7£55 — N7, AR IR AL NS iGT7 1T RO PRI 10 J7 1%, DTk T A e dE F 75
TP IRIRIT AN SRE B2 70, Pridk 295705 240 0. 8 % RIE % FI R BUE S 511 (S)
B G 520 69 % ) S 1R — F WK 5 20 3% HFR AL AR 4R 2R 520 20 % B 21 4E =K
296.5% RRBUCHIFE A SE AT 4E 2 s )2 0. 8% WIBE IR IR Be .  PTid 254 il 570 9 2 7 5 i

L7 B A 2R B S BRI 700, R AR AR R . LA T 9 1 €5 Opadry 1L A5 4

Opadry“I1. 4 Opadry®II 55 € Opadry™I1.

[0060] £ 55— /N T7 T, A= WY 3R 436 7. RIRE B 245 40 6 570, o ok ST BIRE T 24 420 6 L 5 24
0. 4% HIIEE TR EGEFE B (S) T FEKEY) 29 68% KRR — I XUIK s 49 2. 6% KR
AR 2 20 % LR A 4E R 20 8% MR I VER M « 220 0. 6 % B IRER BE . BAK ]

9 1t Opadry ™11, ¥ €3 Opadry®I1. 45t Opadry®IT 525 % Opadry “IL. i ik 254 71

BT A R R SR I 3K

[0061]  fE 57— ANT7 [, A K B $2 45 57 BB T 25 9 i 7], B i 7 RO RS 80 25 4 1) 76 2 24
0. 2% HIIE I FIEEGAR BIR (S) TH EEKAM :£) 70. 7% HIERER — FF UMK 27 8 % [T
SR 4 12. 5% IR AT 20 8% IR AL IEM AN ;22 0. 6 % BB IR . A
7] %9 F1 ¢4 Opadry ™11, #5 4 Opadry ™11 4 €4 Opadry ™11 5 t5 Opadry “TL. i ik 254
BN E- 3 b TB e e Sl A

[0062]  7E 55— ANJFH, A K WIAR G A iy 1T UM IR B 7735, Pk 7 i B4 1 25
BHRIATT 9 NSRBI, PR 25 R 5 4 2. Bng (KA BIBRELZ) 3. 08mg (135

IR (S) N B K G 20 500mg (Y ERIE —FF XU s £ 19mg RUFEAZE AR 4E 2R 520 150mg )
AT 4EER 20 60mg (R BT R 8 5 2 4. Smg B EIRER . PR Z5 Wi 700 2 A

WSk e AR 28 S BRI 70], SEe AL AR 0 « AT A 1 £ Opadry ®T1L AR5
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Opadry®II. # 5 Opadry®I1 802 t4 Opadry®I1.

[0063] 75 —AT7 I, A K W HEAE NSty 1T BB SR IR 777%, Fnid 77 128 4 1) 75
BERTIRIRTT R 29 2550, Birik 257006015 29 2. bmg ISR BB L) 3. 08mg )ik
W FEE (S) TN ZEEKEHY) :4) 850mg [ #h R — FI XU s4) 96mg HIFE A F A4k %= £ 150mg
I A 4E 2R 40 96mg [ FF AL VE M A < X 2 Tmg BIBETTRIRBE . PIradk 254711 77 0 &2 7 771)

ST 71V P R SR 7 BRI ), 36 1 AR AR B o B4R T A 1 € Opadry “T1L B

Opadry®II. # t2 Opadry “TI 53 t5 Opadry “1I.

[0064]  7£55—ANTJ7IH, AR BIR AL NKiGT7 1T BB PRI (07 1%, Prid T A a4 A 7
LRI ARG 22550, Bk 2907708 5 £ Smg [KIIEAE BIRELL) 6. 15mg [{IiEHE
Wz (S) A EEK M 4 850mg (Y ERIR — FF WA s £ 97mg [FE AL EFE R 4 151mg [
AT 4ERR 20 9Tmg (KR F LTI B 5 L4 Tmg IAEHEIRBE . PriR 255008 2 7 771 Bt

817 B8 2 A0 2R ST BB RO, JE A R R 1. A8 AT 9 1 €5 Opadry “TI A5 5

Opadry™I1. # 2 Opadry“TI= # ¢4 Opadry ™I,

[0065]  7£55— T, AR BRGNS iGT7 1T RO PRI 10T 1%, Pk T A e dE F 75
LRI ARG 2255, Pk 290708 5 £ 2. Smg AYIERE FIREKZ) 3. 08mg JIA
AN (S) TH EEKEY) 140 1000mg I ERFE —FOUIK £ 113mg RUFL IS 4ER 40 1TTmg
FIT SR AT 4E 2R 20 113mg B F ARGk AN s 20 Omg BUEAEIRER . ik 25470000 2 7 7.

SR BB AR TR S RO S0, JErb PR 2 04 T O 1 € Opadry 1L b 2

Opadry®II. 1 & Opadry “II 54 2 Opadry“II.

[0066]  FE 55— ANTJT I, A K B ERBEAE NS ifyT 1T RUBE SRR I 751%, Prik 75 2 B4 1Al 75
LRI ARG 252550, Bk 2907708 5 £ Smg (KIIEAE FIERELL) 6. 15mg [KII5HE
W (S) A BE/KEW) s 1000mg 1Y) 2 B — XK ;4 114mg (FRASLEF4E 2R 2 17Tmg
IR AR 2R 20 1dmg (R AL BER AN s e 20 Omg AEHEIR .. PIrid 25470000 2 7 7.

S R AR TR S RV T 790, B e F LR AR 0 . 61 T A 11 Opadry 1L i

Opadry®II. #5 5 Opadry®II 5 &t Opadry™II.

[0067] A T il & A R BRI, R 7715 DA SR BLIE A& PR A/ BUIAHE B W TH B K 54
()R] 4252 Ak 27 R TR 5 38 20 TR HAS BRI 42 32 10 R R b o 5 % P =5 22 1 v HH A
fiEid ZE . T P ARIATLRR 5 S A 25 B 38 S0 1k ) BE R JE X B i 8 AT 2 W, “Pharmaceutics: The
Science of Dosage Form Design”, 3 i, Ed. M. E. Aul ton (2002) (Church Livingstone),

5 417-423 51, HTAEAT B K AT ARSI ABIEFIE NS E

[0068] PRI, A i Y 7 3t ] 6 S BIURE TSR 770 1) 77 45, B S BB Tt 770 A2 2 = (1) SGLT2
PR B 25 F SR B e, (2) RSB 2 H Bl i & (3) Rk K. il
BRI GFIRIARIETTEZ WK 3. —MIOTiEAEE () BRE RITEK i, 15 2856 7
ITE 5 (b) R SGLT2 I ) in 2Rk & 70 VR, 43 21 SGLT2 #Ifil57) — Ah-G 77 — /K BB
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B SGLT2 $il77) — A5 77 — KBRS 5 (o) ¥ SCGLT2 57 — A&7 - KA IR &
TRAEIRACIR T8 55 31— XUNKE |, R R AT IR AL PR R, 43 B 0RE 5 (d) X SR EAT HIF B
() W Jooks 5 S 78 A FNR G 5 (F) #— P SRl ARG, BRI EW ; (o) Hm#
RAESI AR s & (h) AT, XA FIEHT AR nRERRMITIAEEE « (a) KR4 R
SGLT2 I RIS AN 2K 5 (b) ARG 77 A5 43 B A SGLT2 il 77 v e, 45 21 SGLT2 411
7 = A7 - K BVE R B SGLT2 HIHI I — KA 77 — KV BT 5 (¢) #5 SGLT2 HHI ] — Al
A7 = K B R B B RAE AR TP 25 31— FFOOUNE =, R AT AR R R, 159 25k
(d) R FRLHATIEE 5 (e) HH0RL 5 HEAFAFEEARA ; () #— D EHEARS, 528&%
LIREY) ; (o) B LZARAIER A s 2 (h) AT, X A AT A,

[0069] AL IAMG B MR BIA S FIEE (S) T EE/K A9 0I5 I 12 07 1 4% 0 0 1 il
Ao AEALHE Sl T S8, 1% 7920 4 LA il57), Brid il AL 2 <0, 25-0. 8% 1A KE 71 W BY
ERETIE (S) A EEK G s4) 62-T7% HIERIR —HF XML £ 3-10 % R R LT 4E R 4
5-21% IR AR 4E 2R 540 5-9% MR AL GE AN 5 ]2 20 0. 6-1. A% R fRER B8 . 78 S ALIL )
S 77 P, 1% 75 1 A DA SR BTl sl S 140 0. 1-1 % RIR M FI R BUA RS 51 (S)
A EEK A 2 60-80% B ELFR —HF XN ;29 1-10% KRR LA 485K 29 2-25% 135
YR 2 4-10% KR FILTE R AR 2 3-10 % BBV I T R 4P 4E R J2490. 25-2.5%
(AR TR R 5 o IS A H i BT I 712001 2% () R R 1A 4% P IR SO F1IR (S) T BE/K-A 4 1M
= HA BT 15T, PIRiR e A2 2MPa (JETR ) , B3 AR 20 4348, 30 4 4f 5 14 H
it 80 % S H AT FE R A I3 B B 0 Al AT I B A ) E

[0070] 7 55— ANT7 T, A R B BRG] 4% S BIRE JRCH 77 6 77 32, BT I ST BIRE TR A7) L
(1) SGLT2 Fliill 7 mi He 24 FH sh A stk 4, (2) —H XUIRER 24 F Sh sy itk ¥ Je (3) ik
A o —FhIT VA - (a) BTN ILAF4ER SSLIEfRAE /KT, 153 HPC (ARG 4ER ) 1
VBV 5 (b) B SGLT2 il 771N 2 HPC AV, 4531 SGLT2 #1551 ~HPC— 7K VAR ER SGLT2
FIHIFR -HPC— K VR BV 5 () H4 SGLT2 Il 71 —HPC— 7K [ ¥ ¥ BV A8 VL AE I AL PR P s 55
B U, B AT AL PR RL, 153 20K 5 (d) XHRUREEAT A S 5 (o) 198Uk 5 1 d 47
YR AR FIEM ARG (D) #— P E5lEREERA, BRRLEEY ; () BRLRE
YR A7) s B (h) AT, % AT A

[0071]  FEREMITTIEAR : () R RIEL4EZFR SSL M SCLT2 #fil57 FI R n 2K+ 5 (b)
R TS A2 35 SSL Je i 73 BLAS TR SGLT2 HIfi| 55) A , 15 21 SGLT2 #1#1|77) —HPC— 7K BV
B SGLT2 #14il 57 —HPC— /K (KJTR & VK ;s (¢) & SGLT2 #1157 —HPC— /K B & MR BLIR B AE I AL
PRAFIEE 3~ F UG L, B AT IRAL R HRL, 15 BIRL 5 (d) WHEURIHEAT IS | (o) Kkl
HIEARMBERNR S (1) #— D HEEARE, SRRLEGY ; (9 BRAREVIE
B A7 5 A (h) AT, XA AT EA .

[0072]  {E 55— ANTJ7 T, A5 A BH 42 At ) £ 37 RIURE JRCH 37 8 77 925, BT ad S7 BB il ) B
(1) I BB L 26 F Eh B A A, (2) — FF QUIRE 25 H hBia FIe i e (3) AT I
Ko —FIITEEALE « (a) BRFFEL4E R SSLiE ALK, 153 HPC KA 5 (b) stk FEk
BUAKEFEE (S) A EE/K-EPINE] HPC ¥R, 13 BIAM5 51 -HPC  SSL- /K AR BIE
KB —HPC  SSL- 7K VR B ; () k48 F1ME —HPC  SSL- 7K (IR B iBAESAL IR HR 55 55 2]
TSR L, BB T AR R, A3 BBURL 5 (d) SHRURLEAT I EE 5 (e) G HBURL AT 4
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FARFEIEMNRES () #— P S5HRRBERS, FRRLREY ; (o) MRARE
JER R s M (h) ARigHs, % F I3 T A
[0073]  WIIEPERI LGS : () BT AL YR SSL AIAKFIESUAKE FIE (S) T —EE
IKEWEIR BN T 5 (b) (FFR TR R4k SSL M B2 B A B A% A MR B L KR B R (S) TH
TR EYDVE SR, 43 BIEKE G —HPC— ZK VAR BUEAE F1IR —HPC- /K ITREW ; () Fibtk
FjWg —HPC— 7K B VR BTR & VRAE A R A W5 35 31— FOBUIR B, B AT VAL R iR, 43 21
FIORL 5 (d) APEURLATIRES 5 (e) W MR 5IE AR B MEANRS s () #— L 5EEARE,
BRRAIREY s (9) K mLIREMIERIB A s & (h) ATk, X 7 AT B4,
[0074]  FE—ANSLitE 77 &7, i 77 1 A& BB £ 0. 25-0. 8% HIIAKE DI RRBUA K
TR (S) A BE/K G 29 62-T7 % HIER R — XU s20 3-10% R A R 4P 4 = s295-21%
E‘Jﬁl LAFYE R 2 59 % BIER R ILTER N - S 2 0. 6-1. 4% FOBEIE IR EE . AE ARk A St 7T

Fh, 7 ER A LR IR, B 5 S 20 0. 1-1 % RA & B ELARS 51E (S) TH K
EW 29 60-80% I EhER XN 29 1-10% IR AL EF4E R 4 2-25 % IR 4T 4E R 4
4-10 % {2 F AR TE B BN ER 2 3-10 % FIREUR BB I AL A 4E 2R s )02 0. 25-2. 5 % [ Bl IR R
B,
[0075]  FEOLUERISEHETT 225, Bk SGLT2 HIIi 5 ARG & FIAEIE FF D 5 52 65 CB’J/m}#/tm
FE AL I SEE 77 S8 7, BTad SGLT2 #H 5 ARG A A AE TS H 9 40 %2 60°C LR 5 -
PRI B S T7 22 T, Bk SGLT2 #1ik FIATRG & 7R JE BB 45 22 55 C IR & -
[0076] I8 A A BT odk 77 V25 o 2% B i AR LA AR B R BUA KR B R (S) TH /K &M S
HA RIFRS S5V, PURisi ) oaMPa (JKIR ) , B R )4 20 2-8f, 30 48 5 74 H
1t 80 % S B ATETE & B AR BN LR AIAT B A R E &
[0077]  X& FH T2 FR IR (9 38 25 570 BROE 70 77 B3O 4 771 1 SE A FRAH AN IR T A 4E R AT AR
W AT 4 R BN A 4 25 (FETER A 48 2 302)  FUME TC KL MR JBE M v h s T e Ah e
¥y e H R (A4 SR Pearlitol SD 200)  HLBE AR . (L BLEL . FORTER . ik
PEFROKVERD ol Eh v i PR AT T RS R R 4% (I RS I NS / M &I BESS &) 22 270
¥ AT R 4R & e A AR BHE R A/ Bee AR A ECE 2 MR AW, LR
TR P s 2 250 P T A H 47 Tk #1790, 49 20 1 DA R OB AP 25K - Avieel® PHIOT 774
PH102 %4, PH103 %4, PH105 %, PH112 %4, PHL13 %, PH200 %40 PH30 1 %Y J7 Hogs 2K 70 B4
AR MR A SRR . TR SRR S H T A Fis B 570, 4 e B DA R RO AL
Wi < TCK LR FLRE — K &4 T YU i 20 i LA nT B S 4 1 T /K LA B el P i LM —
KA. AR BRI I I 708 7R B 46 B i 4 4 25 PHL02,
[0078]  IGH TAHIGHAL AR LE EOFEAR T FREA 4R RREGER (AFER
LA YER ) RR R4 R (55 HPC-SSL.HPC-SL. HPC-L . HPC-EXF .HPC-ELF 2§ ) . ¥4 1A
LR AR ORISR TR AL TER B LRIk I A g B (PVP) L FR A 2
B (HPMC) (BFER TN A 43 2208) FLIE Bl ho A B BT Reqr i BRI B L 2
ﬁfw’%&% CBRAT Y 2R VG B8 T Y T N SR VR A I R 7 B A el A e

R IR BRI S e R A AR/ BCE AT TR A ECE 2 R TR A . AR
ﬁmﬁﬁ’]*ﬂiéﬁ%#ﬁiﬁm&% SSL R TR H 42 SL R A AR EELR. R E - R 2 —
BRI SR I BE ML g el o S e RRE & AR TR IR 4R 4E 3% SSL.
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[0079] & T7EAR K B b FHAERG & 770 HPC 285 ) 0,458 BE /R T & 40 A7 76 LA TR Y8 [ P (%91
$6 HPC A4 :1000 £ 400, 000g/ BE/R, ik A 1000 2 300, 000g/ BE/R H AR N 1000 5
200, 000g/ BE/R o 34b, 3& T AEAS R W] v ARG G 700 1) BAT Bk JBE R J5T & 29 A () HPC 5B &
Wik B A LR EHEE R E /T 90, 000g/ BE/R, HARIE/NT 70, 000g/ BE /R HH 28 SR 1%
/NT 40,0008/ BE/R o 340, 1 T-AEA R W] A VR RS & 700 i) B AT b ad BE 7R 51 B 73 A1i 1) HPC 5%
Ak AT LR B EE R /N T 50, 000g/ BER, BEARIE/NT 45, 000g/ BE/R HHL & 5
ik T 25, 000g/ BE/R .
[0080]  EISEE/R L& MFE X -

S NM;?

0081 £ i

[o082]  HA N NEE/RFiEAM 7T HE.
[0083]  HIHEE/RFiE M 0T E X -
> N.M,
0084 =
o8] M=~y

[o085]  Hirt NOAEE/RENM HI72THH .

[0086] i H T FP U 1 3 i ) ) S 491 A0 R AELAN IR T 22 B0 R AR L 4 4 300N L 28 SR ZEER e
¥y S B Ve B AL VE K B OKTE R R L Ve R A Sl A 4E B IR FR TR R 4
Yi 7 LH21\ S HKER £ A Mg e i B2 2o e SNl g %o LM EL AR SR 7Y 1) o i %) & A T
2 H A P ik 50 90 40, RS A AR AR ) B A SR AR R (A 9 a0 A8 B4R XL-10) H.i%
[ Kollidon CL®. Polyplasdone XI.®. Kollidon CL-M®. Polyplasdone XL-10% #1

Polyplasdone INF-10%, 7E—NSEHE 77 5 i, A7 AL, W fik 4% JURL 7R o 150 18 i 750y 82 PR
TER A IR FR R A R AN/ BRSSP0 328 R A7) D9 R R R A A AT A
FANELFYER LH21 . SefUk AR B TR i o
[0087] & A1 T4 FR R A I8 18 5] 1) S 40 0, 358 (EL AN IR T 408 1 1R 6 460 1R IR B L 1 R 45 L 1
A PR A R AR IR A i i o PR L 3 R SR A PR N A R 1 ol 1 1R i I
REIRR S5 R e A AT IG5 B e 0 BV TR/ B A1) oh A B 22 M gV
Yo A DR AR 70 g B R R B
[oo88]  J& HI T A H i A Bhm AN/ B PR ) ) SE 9 A JE BN BR T S Al L RS 5
M IR BR B = REBRBE IR S e A AT T SR AR R R SR AT KA I
[0089] & AFAE, WA BRI AR PR E L) 10% 24 95% MEEGY GETRKRZM
=& ) Hal &I RG] % BRI AR5 4 209 24 90% RS
(RTOURENESE) . Fridfiln &0 20 maRZESWMERER (Hlak), br
AR R TIN T HIEE FRER L. & TORENESWR SO EHEAR TR
LA YR IR CHGEE (PVA) LAY F AR IR (BR) REY) AR A e 2 e
BARIZREW ] PVA. WRIZE GV NFE T F A YEZR o PVA S A3 2775 W S AR
B AT ASR e ELAT BT 29 M RO DR, TS 24 W) RO S DR B AR I3 A 71 Ve il 7 T 5 2 1%
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SEEEMN, KRR ARG RAEEBUSEME. AAE TGRS &4 Owt % £ 4] 30wt %
RIG SRR (T AKZMES) B, 8 A G EARZE ML 16wt % B4 25wt % . & 4K
I FEHAN R T a0 =FEE7T VBRR — 4B 2 IR =T . R & % (PEG)  H b =
TITRIMIE IR = . BE . SG2E7 8 BA U o+ ER K 8 :200 % 20, 000,400 % 4, 000 B
400,

[0090] A I P AT 35 B0, 15 HURS B R B U 7900 0 A AR 55 Tk e ECAaE R T B B Y R i
W EALR . ARETTIEE G M MR, fluETa st sm. nEbreK

W 5241 6145 OpadryHP .. £ € Opadry 11 2 ¢4 Opadry®IT. 1 2 Opadry ™11 A%z
4 Opadry®I1. A t2 Opadry ™Il 85F18422 1% Z A E5 . 5 2, — B . AL SR AV 1 1k

Opadry®IT PVA #4145 2 {4 Opadry®II 85792582, i % 26 1 B 2, . ALk,
VAR (0 AR R AR DI B4 9 1 £ Opadry “T1L A5 2 Opadry“TLL #5 £

Opadry Il A% % Opadry®II.
[0091]

[0092]  JAAZZIWEE] (2S, 3R, 4R, 5S, 6R) —2-(4— & —3-(4- 28K ) I ) —6- (FRHEH
) JUS —2H- mbig -3, 4, 5— —F CGARFIE)

[0093] kA& F MR A fH 535 & A 6, 515, 117 BT A A 19 H Br H 4% W003,/099836 Al
W02008/116179 1 Frad FEALLR 77 V2 il £, tH TAEAR B (0 H A FF RN A 51N B HE
YER%% ., SGLT2EC,,= 1. InM,

[0094]

[0095] 3k 4% F1] BE (S)PGS HP (2S, 3R, 4R, 5S, 6R) —2-(4— & —3-(4- 7, % % H ) X
) -6-(FBELFEHL) JUS —2H- kMg 3,4, 5- = (S)-H -1,2- ~FEKEY (1:1:1)
[0096] IEHEFUMR (S) TN —EEKAH (1:1:1) n]f H 5 B A 4 19 B i W008/002824 Al
W02008/116179 1 Frik FEAUR 772k il &, tH TR B (4G H A F RN A 5| AN BIAHHE
VENZ P, SGLT2EC,= 1. 1nM,

[0097]
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[0098] ik 4% %I & (R)PGS HU (2S, 3R, 4R, 5S, 6R)—2-(4— & —3-(4- 2 % H % F) %
H)-6- (PRI ) U —2H- Wi -3,4,5- =8 R) -8 -1,2- —EERAEY (1:1:1)
[0099] iAKEFIEE (R) A —EE/K&4 (1:1:1) m]fd H 5 W008/002824 1 W02008/116179
B BT IR AL T v SR i 4, T AR B R KA HF AR GIABEFIFEFRIERNSH.
SGLT2EC,,= 1. 1nM.

[0100] AN A 2 00 R 9 25— UNIGE FH T 2R & B XUZ A 771, Bk 2 s H 25
Eh IR #h VRUR R EE VE IR EL BT RR EE W SR E R AR BR R IR . B SR
AR E I N FORUIN (2:1) & SERERAN HOUIN (2: 1) BEIIEREE . EhER — R SUIN
FERIERT

[0101] AR BH 3B A5 DL il 1), A SGLT2 #1550 4 36 B & F) 6, 414, 126 F1 634 12X
() WEW, BT B L AFHIRBRIANBEARIETENSE, ARPAFERH
‘B SGLT2 11| 551 0 15 <55 ¥ B 15 Bt 4% B v A Bt B i A% B 4% R A% Z1 & (canagliflozin)
BI-10773 1 BI-44847 ,ASP-1941.R-7201.LX-4211.YM-543. AVE 2268.TS-033 B SGL-0100
J% US7, 589, 193, W02007007628, EP2009010. W0200903596 . US2009030198. US7, 288, 528 #ll
US2007/0197623 A F L&Y, HTAE BRI HAHF ARG AR RIEFHENS
%, BRISKETIEEAL, LT SGLT2 #0150t 2 s 1)

[0102]

24
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-
L/ ~Me
HOY "“OH j"\ HOY “OH /MLe
0" "Me ., OH 0" Me.

{

N
N
0 @ ® oy c
0_0
Et- gk 4040 HO A 00 \Q
HO“C‘oH ) HO' X ‘o () HO' X" ‘OH
OH OMe | OH OMe #u OH o. .

[0103]  F£ 55— ANJ7 I, Ak B R AL A5 — HXUNURT SGLT2 01 771 ¥ 2440 il 775 il 2% Bl
WHITIRTRERp (B T AU 1T RO PRI ) 0 %6l W i & 32 453 L R % 3R 3T S PR I
RETE 0B 5 A 190 JEE9og Ao 22 T FEL P I o LA s JR A 3 IR o IEL 0 e LA I I e
15 < 905 5 M1 017 P Vil ) ML VAR S i R IR LR o H Ul = R AAE L AR AR L DA A
GBI B Fk o3 R B A AN o3 ML B 254 P B P e

[0104]  F£ 55— ADT7 T, AR BIR M & —H XN SGLT2 #1571  — A Bl 2 Fokli G511 — b
B 2 AR TR — Tl B M a8 i 1) — i B 2 A 7 77 B A 32 B A 1K) 28 420 il ) 1 6 B
il3E TR TR R (B4 T 2R 1T RO PR ) i 2 AR i) 552 463 MR 5 2 SR C SR SR I
FOREVE U1 B 5 A I JE 9 A 2 T 1) P e o IR s fR B 2 IILRE o HEL ] A O I A
e e T 25 i O P B ot P9 S VROK ST I R s A TIE e Vil = R OOAE IS FRE 45 PR 5
ZH 2 i L 50 JU RS A B A R v L PR 25 o PR R 3

25
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[01058]  7E 55— ANJ5TH, AR BRI & — B XN, SGLT2 #Ihi7)  FR TR S A 4 21 Ll im 4F 4
TR VR B SR BRI 72 TR R 4 4 25 L B I IR B B AT 3% 1)/ A 40 24 420 1 ) 7 ) 46 B
i1l TV TR R (ARG T ALRT TT 2RO PROw ) 3 20 AR i B 52 433 L R I 2R A0 S R s I
RITE T T 7 PR IR S b 2 R 1 P R v IR v M 2 IMEE o IEL I I A | I
WS Vi 20 T 7 T B Y P T VB K P v v I IEUEE s e = B L L AR HERE LA D
ZH 2RI I 5 JoK B AR R R s L S ) 240 o 1

[0106]  7E B —AHTH, Ak RS 0. 25-0. 8% A FIMEBUAK FIE (S) TH K
AW L) 62-TT % HIEh IR —FF XU £ 3-10 % MR TR L P 4E 3 . 2 5-21 % I 4P 4E 25 . &4
5-9% [ FF 2L UE By BN 5-8 % R AR R TR AR R 42 . 29 0. 6-1. 4% R A8 5 BR B S AT
e DA I 2 SR A 1) & B3 P TIR YT R Jms (4G T BUR 1T YRR FRIP ) i 260 A i
A2 FHRBT SN PR 9 R ACRE G0 B9 AT I R R e R 1 P s IR | (R R
S 2R MR s B[] 2 TR | 0 g P 5 V0 25 I 7 IR B30 Ve 1) LS /K P s s AR A oy HE e
=BG IAUAE AR BAE A% 1 A AL A L 0 Bk oS R A AL T v 10 P A 25 K 3k

[0107]  7E 59— N7, AR PR 54 0. 5% A FTIEEHARE T (S) A EKE
VD21 70. 5% [ 3R TR - HF OUNK. 29 8 % HIFR TR SE AR 4R 40 12. 5% TR 4R 4E 5 . 4 8% 7R
S B B 2 0. 6 %6 (1B I PR 855 1 245 40 il A ) 46 B 3 A THV697° 11 BURE IR 9 19 2540
H R i

[0108] £ % — D5, A K BRI 52 0. 25 % KA K TR BLA R 7 (S) T —EBEKE
Y21 71 % SRR — U £ 8% MR T AL AR 43 . 29 12. 5 % A AT 4E 3 . 29 8 % IR R
SEVE RN S 2 0. 6 % A T IR B 1) 24 0 LRI il 24 B s FH TYR T 1T 2R PRIm I 254
() FH 345

[0109]  7E5— N7, AR HRAEA -S4 0. 4% A TIEEHARE 7R (S) TH ZEKE
YD 2161, 5% 1 ERFER - DUIN. 29 8 % HIFR TR SE A 4E R 40 21 % I 4T 4E 25 . 29 8. 5 % 7R
RS VE R BN L 2 1. 4 % RO T PR Bk 1) 24 0 okl 7R A 1 2% B s TR T 1T BURE IR 98 (1 25 90)
H I I8

[0110]  7E 5 — N7, AR R A5 47 0. 4% iR B TIEEHA R 8 (S) TH EEKE
ML) T2% IR — I 21 9% IR T AL AR 4E 2K . 29 12, 5% M AT 4E 5K 249 5 % R
SEVE RN S 20 1 Y (A T R R 1 2 40 i ) A ) 4 B 3 T9R97 11 2R R I 9+ i
&,

[0111] 75—, AR PHREEAE 4 0. 5% A TIEEHARE T (S) B EKE
Y2170, 5% R 3R R —FF AUIT. £ 5. 5% MR T AL AR 4 25 . 2 20. 5% MR AT 4E 5 2 5% 1
R SRR AR S 2 1 e A T PR BRI 254 i 1A ) £ B 1 TR T 1T BURE IR R I 254
H R I

[0112] 75—, AR A S Y 0. 5% A TIEEHARE T (S) A EKE
YD 2175, 5% [FER TR - H UK. £ 6 % FIFR TR SE AR 4E R 40 12. 5% IR AR 4E R 4 5 % 7R
ST B S 2 0. 6 %6 (1B I PR 855 1 25 40 i 3 A ) 46 B 3 A THV697° 11 BB SR 9 19 254
H R I

[0113] 75—, AR RS L) 0. 5% A FTIEEHARE I (S) A EKE
Y2 77 % I ERER XU 2 10 %6 FR T LA 4E 2R L 5 % I 4T 4E 25 4 7. 5 % R

26
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SEUE R BN B2 0. 6 %6 I R B BE ) 24 W0 i A i 2% B 3 TR YT 1T ZRE IR R 2
(1 & -

[0114]  £E5—NJ71E, AR IR A 4 0. 8% (A IE FIIE AR FIIE (S) TH —FEKS
W) 2 69 % [ EL IR — FF AUNN. £ 3% PR TR BE 4T 4 25 . 20 20 % UL AR 4E 2R . 29 6. 5% B
R FE T R AR 4 22 [ 2 0. 8 %6 1Al T TR 5 1) 25 4 il 5 £ 1) &6 B A T390 97 1T 20 PR
(R 254 H 4 FH g

[0115] WG A B 254 il SR 28 AE AT AT A B T Fir ik 25 il 0 Ao PR b . 92, v
1 FH & A3 ReE B TR0 B 2 B G v 3 3R 207 (HDPE) JIRERAT AT PVC A B, IR
i A BT 7= S IR A R &AL

[0116] ARG OFEOL T, K ORA SR INTEHZ A . BiFamp. —KE
VI BRI SR VPG FITT ik . BR A A S F—aRE . AREMT
WS AR S B IR SGLT2 #5155 5B F1E K BTk S B V55
T, K E—fE AKX ETHNED—EEHWEIITT . B =0K 2 NTIENIMREEY T
A2 . TR R VA& YT AT s B & R 6, 395, 767 1 TR ISR Kl 4, TR B 1K)
BHAFRARGIABERIGHENSFH . F—ME AK)ZE DS W02005/117841 H gl
# AT EBAOARZEE () BARZIrR U 77 Kok il &, BT B B A
MARGIANBIARBETENSE . 5 =AK)E LS W02005/117841 sl % 7 3RS PEA
K JZ PR AL 77 ke i) £

[0117]

AHIT
[0118] HF—ARKZOHEEZL BUIEREY (ETHE - AREZENESR) . FridtlilESH
Z /b — P K 2 K EWAAVE R, P RE K, HH T T B TRk % . 58—
AR ZRAEV T NRREF RS R R OGEE PVA) A YR R ARG (B BE
MBOR AR A2, LIk N PVA. S BAREARIE A 5 IEHE N 0.5 £4) 70 % HALIE NZ)
30 ZL 50 % AR (ETHE AKENES) .. F—OKEEY ATIEIGIEN, &
WM=FEYT AR 2EE. 28 =T Ess B 2 B (PEG), fLidk Ny PEG s HUKG B 7B Bhifi 71,
VETVE A R S5 ek s SR FE R R 5 SO YA, i ALK . TR R B IR B A T AL
BRI E . — R AT R, F67E 5 4 Opadry “HP 211 5. Opadry ™11,
[0119] S oAREEAFSE - ORZERUHRERIE DS TNT.
[0120] HE=AREEAGSE - ORKZEIPBHR, BAREZRTIT,
[0121]  [Flk, AR B4R AR, HAE (D A8, Bk A8 = BN SCLT2 #ii]
75 (2) B—AKE, TRE—AKBEEATIPRINT s (3) 5 _AKE, ik —aKE
IR EVRETNTT s o (D) AERE ZAKZE. I FRIUEILE R BALER SGLT2 #1
HF ISR TR BUSAE FIE (S) A ZEKAEY. F—ME AREFTHED—ESTHIDK
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BT SR AR S W02005/117841 gl 4 3 a5 s 28 ) (254) £
AR JZ P AU 77 KA % . 55 =B A2 LLE W02005/ 117841 gl 5 43 (- 47 1 AL AR 2
Ik AR 77 TR 1 4

[0122]  FE5— AN, ARFRMEALR, b (1) FSESIEEFIRDUAR FE (S) H
TEOKEY) R XU PR S R R AR AR PR TR R R A SR ERAR 1 3 T
SRR RERIREE s Q) B ARBEATETROMENESY () F _aAREAH
IR T ROEENESY & () BEAREASET REENES

[0123]  fE5—ANJ7TH, ARPEREAAK , K (1) 7854 0. 25- 0.8/13’315#&%“%
BEAKE FIE (S) TH BEK A 120 62-T7 % [E5HE — F UMK 29 3-10% (R I 4E % ;L)
5-21% KT AF 4L E %) 5-9% HIE F SL M AN ER L) 5-8 % IO IRBUR R ST 4E 2 5 J4 &)
0.6-1. 4% I AGEREE : (2) B—BAZEH Opadry®HP; (3) % AR ZAEWHIIT

F1Opadry“HP; Jt (4) 5 =A4& F434 Opadry“HP,

[0124]  7£ 55— D J7HE, AR IRMIEEAR A, i (D A G852 0. 1-19% IEFE 1B 5L
IEAE TR (S) N BEK G 340 60-80 % I s 2 — H OUIK 5249 1-10 % A ZEL T 4E R ;21
2-25% R EFAERR 20 4-10 % R P RTER B 3-10 % FREARIFR AR AR 4 s

290, 25-2. 5% HIRHFREREE ; (2) B AKIZAHE OpadryHP; (3) # K E 051571

TTA1Opadry"HP; & (4) =845 Opadry®HP.

[0125]  fE5—ANJ7H, AR MBIEEA ), H (D 8 aE .

[0126]  (A) £ 0. 5% HIAA& I REIAME TR (S) A EE/KEY) 29 70. 5% B EE — XN
K s 20 8% IR TR FLAFLEZ 140 12. 5% I A 4E R 40 8% KR L JE AN s 21 0. 6% K
i G PR B

[0127]  (B) £ 0. 25% A& FI R BUA IS TR (S) TH /K G 20 T1 % B Eh IR — 1 XL
K ;21 8% IR ILAFLER 40 12. 5% MU AF 4 R 40 8% IR L TE 4N S 41 0. 6% 1
T i P B

[0128]  (C) £ 0. 4% HIIAA& I RREUA K FIME (S) TH ZEE/KEYD s29 61. 5% HIEhER — X
K 21 8% IR TR I LT 4E R 40 21 % M AT 4E R 20 8. 5% IR AL TE Al s L2 1. 4% 1K)
T g R 8%

[0129] (D) £ 0. 4% RIS FIEEIAME FIWE (S) TH B /KA s40 T2% 1) 3R — B BUIN 5
2] 9% R HEAYE 2R 40 12. 5% TSR A 4E 2 2 5% (MR R AR WA s &2 1% (g JIg
PRk

[0130]  (E) £ 0. 5% MIAMEFIRBUAKE TG (S) A BE/KAYD £ 70. 5% I EE — FF XL
WK 29 5. 5% IR TN AL A 4R 2R 29 20. 5% TR AR 4E R 40 5% IR R RTER AN s S 20 1% /Y
T R PR 8%

[0131]  (F) 25 0. 5% WIS FIRBUAIE FIE (S) TA ZBE/KAYD 20 75. 5% IR EE — F XL
W s 6 % BIFR TN LA 4L 2R 140 12, 5% BITIR A 4E 3% 20 5% B2 IRTER AN s )20 0. 6% 11
WH R R %

[0132]  (G) £ 0.5% HIAA&HIMRBIEKE TR (S) TH ZEE/KEY) 20 77 % I Eh I — XU
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21 10% FE B YE R 20 5% HIMER A 4E R 20 7. 5% KR B AL TE M8 s &2 0. 6% 1 AF
JEBREE B

[0133] () £ 0. 8% HJIAA&HIMRBIAKE TR (S) TH ZEE/K G 20 69 % I Eh 1 — XU
21 3% MR IEAYER 2 20 % TR A 4E R :49 6.5 % BMIREUR IR N LA 4E R 4
0. 8% 1 TG P EE

[0134]  (2) H— AKX A5 Opadry "HP;

[0135]  (3) 55 KAV FITTR Opadry “HP; &

[0136] (1) HE=AAKZ M5 Opadry”HP,

[0137]  Opadry™HP 434 40 % 1% 251,20 % {958 2. 8 .15 % HIVE A L 25 % 19 %

Tk

[0138]  fE5— AN, AR HR AT, HAFARKH A 7S —ME R 249
A BRI sHLR RS PRI IEZS / Fele 2y sHUAEREREZY s P LR 2 5 Bk 40 il
) 3 J5R B FATE o3 WA B 5% 2R 3 ) A TS AR B R BB S BT A -1, 6
Tkt 22 T 4100 1410 790« AMIP JB50RAE Vi A 791 g g XL 2 e 420 R 0 51 38 ) o o TS 2% 42 4 3 591 3
GPR119 B GPRA0 571 [ Bée LA 22 AR A1 0 WIS (Byetta) [ B IR 2538 28550 iR
TR 2 M B4 7 BN T B8 32 A4 30 77018 T TGRS ish 7). % T2 AR AN 773 1 Cycloset .
PR A SR BT 5R) PPAR v BN57 \ PPAR a 33151\ PPAR & F&5 4071 BL BN 51 PPAR a /v AL
HPBNF) 11— B —HSD—-1 HIHIFR BRVDAEFNTT AR — IR EEREE 1V (DPP4) 55 B8 4% 71 e
AN SGLT2 1 751) L F p8i AR AL IR —1 (GLP—1) \GLP—1 357 . PTP—1B #1571 i8S HE K
PEPR D> S U E PR EE 24 (1 v Am B . CB1 #5407 SHT2C 3778 MCHR1 547t
) Bl F= BRI 25 (g an e D g4t 7 ( BRI R ) ) RN Re B AR 24
V) CEPLRCIR IR R 2 ) BURSE B Wiash 2 (i in SR e R B A B A K 2 R st
EXREABNIDI

[0139]  3& T 5 A J B fill 77 1B FH B0 B0 5 P s 243 1) SE ) B RS R T o 8 460 il B 4T o
F CRI-RPEEBORME I EE ) R =S (FRIR ) =R 3 WA BUE 5 I ) ) « &0R KR
F (IS F A ) HEBEIR S (A& B SE IR A8 1 AR 4% 51 5545 SUR P R AAS 1 ik s ) L XBUIT

/ IR A (Glucovance ™), MEMELE “FE ({51 40 i 4% BURR . 2 4% Z1ER AL AS BURA ) |

PPAR a &7\ PPAR Y BN PPAR a /v XUEE Al 57 b L il I Ao Bl 00 61 551 T oy R 45
G (aP2) 157 GPRL19 VA %5 7). GPRAO 1 5 77 7 a3 7 Ik J 400 1) 5] « i vy LML 2R AR
JIk =1 (GLP-1) # GLP-1 3244 () =& a7 Bk 4% F1 W 4 1 SGLT2 #ii] 71) S BR¥b A& T T A1
(1) R REG TV (DPP4) #1dfil571) o

[0140]  H & 3& 4 9 ME M kT —OER K A FE H A R T MCC-555( 2 WL 3R EH L A
5,594,016, Mitsubishi) . ¥£ # %] FL (GI-262570,Glaxo-Wellcome). B #& %I [
(CP-68722, Pfizer) BUIAKLFIER (CP-86325, Pfizer ;¥ FIER, MIT/ Johnson& Johnson) K
¥ $L (JTT-501, JPNT/Pharmacia&Up john) « k4% 71| ] (R-119702, Sankyo/WL) \ F] 47 € ik
(NN-2344, Dr. Reddy/NN) Il (Z)-1,4- —. -4-[(3,5- 448 -1, 2, 4- IE —mkfz —2— it — H
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JE) ] IREIET -2 4 (YM-440, Yamanouchi) .

[0141]  PPARa i =l 7). PPARY ¥ Z 7 M1 PPARa /v XU HE ¥ 3 51 1 3£ 6] 19 5
B A RT3 8% A L B A A% 31 3L FR U K B 3R AR-H039242 (Astra/Zeneca)
GW-501516 (Glaxo—Wellcome) « KRP297 (Kyorin Merck) M Murakami 2 A , “A Novel
Insulin Sensitizer Acts As a Coligand for Peroxisome Proliferation—Activated
Receptor A (PPARa )and PPARY.Effect on PPARa Activation on Abnormal Lipid
Metabolism in Liver of Zucker Fatty Rats”,Diabetes 47, 1841-1847(1998) .
W001/21602 J¢ 35 [ £H 6, 414, 002 F13E EH LH 6, 653, 314 A FFRIILEY) BT, B HAFH
NEGIABIARFE R NSE AP #ERRE, £ DR £ i
R L 4R E KA A T A i .

[0142]  3& 4% aP2 K FIEFEAR T 1999 459 A 7 HIRAHEE H1iE 09/391, 053 Al
EHE LR 6, 548, 529 T AFFHIBLED 5, K H A FFHI A A T AN B HE Pk 2% HATH]
Hr A r 7 & .

[0143] & 4 1) DPP4 1 il 5% 40, 55 12 A IR T 04 A 31 7T A1 4E 4% %1 7T Je W099/38501
W099/46272, W099/67279 (PROBIODRUG) - W099,/67278 (PROBIODRUG) #N
W099/61431 (PROBIODRUG) 1 2 JF 5 JF % #J Ji. Hughes %% A ,Biochemist
ry, 38(36), 11597-11603, 1999 1 2 F ) NVP-DPP728A (1-[[[2-[ (5— & & Mk mg —2— &)
A ] o BT AR RE] 4B A ]-2- 5 () -t g %) Novartis) . TSL-225(
GOBEE-1,2,3,4- 10 A 5 Mk -3- 2 B (2 W Yamada 2§ A , Bioorg. &Med. Chem.
Lett. 8(1998) 1537-1540) . Ashworth Z¢ A , Bioorg. &Med. Chem. Lett., 5 6 %, No. 22, %5
1163-1166 1 27452748 TT (1996) 1A FF (1) 2 FIEMLIE BTN 4- FUIEMLIE be s K 55 [F
15 10/899, 641 T AFFHINEY), 1 B3R A TR A TP A R SIABIAR G R NS % H
A5 FH H: A 83 77 &

[0144] & TAEAK Wt HI T B 1GIT I SCLT2 41| IR /£ A H i

[0145] &MU EEIARBRIEFEE B YE (Novartis) 8¢ KAD1229 (PF/Kissei) o

[0146] & T 5 A< J W il 570 K 1 70 fe L0 A 245 40 S 80 /6, 468 AH AN B T R v i 2=
K ~1(GLP-1) # @ GLP-1(1-36) Bt f%. GLP-1(7-36) Bk f&. GLP-1(7-37) (& W 3%
LR 5,614,492 H R H 5l N2 AR H g FAE NS %) KL ZE IR BK (Amylin/Lilly) .
LY-315902 (Lilly) . MK-0431 Merck) . #] #i & Jik (NovoNordisk) . ZP-10(Zealand
Pharmaceuticals A/S).CJC-1131 (Conjuchem Inc) A W003/033671 T AHHIMLE4, ¥ H
FINBIE G P NZE,

[0147] & T S5 AR WIHIFHIC A B PG 25 / B is 24 i S 491 60, 45— Rl 2 A MTP 4171 771
MG CoA 32 JE AT Hi 0 25 BCMEIARL 0] P AR 2R . ACAT HUBU7) 07 L AL
500 L R 590 510 Net™/ LY 3 85 9 0650 LDL A L9700,
R Z AN B AR B E BB A2 & A (510 CETP #3513 L)% (CP-529414, Pfizer)
A JTT-705 (Akros Pharma)) « PPAR 5l 77 (1 b firid ) A/ BSO8R J2 S AT . B
ML AR 25 7] R LD2 32 4435 1 E A, 38 3- (13- 32 3% —10- E AR+ P ke 2k ) -5, - ~H4
- R IR R -1 (3H) - B (MD-700, Taisho Pharmaceutical Co.Ltd) il 4-(2— A %
H ) —(3a, 4a, ba) - JIH §§ ke -3- BF (LY295427,E1i Lilly) . 4% i R il 25 40 465 451
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BARIT EARARTT S ARARTT BT FEAARTT | SARARTT S PO ST ARARYT L Bl At VT A TR AR AR 7T
(ZD-4522) o

[0148] AT 4 b BT ik fs AT MTP 101 atll 77 A S 451 L FRAE AN IR T35 [ 5 5, 595, 872 K [H %
F]'5,739, 135 K H LA 5,712, 279, 3 H LR 5, 760, 246 3£ [H L H| 5, 827, 875, 3 [ L A
5, 885, 983 M3 [ L] 5,962, 440 1 A FF RIS LL) BT, # FIR Pr G SCRR A FF I 2R 5T E)
AHIEFIERNSFE,

[0149]  A] 5 2 % W il 750 B T 1K) HIMG - CoA 35 JER It 417 it 751) 1) Sz 9] 49, 5 AELAS FR T 35 | & )
3, 983, 140 A FFIISEARAMTT LA A W T B & F 4, 231, 938 A FFRIIEARAMTT (3£
ek ) MG e LR 4, 346, 227 A FF (RS ARAR YT S A A& 3
[ % F 4, 448, 784 F1 4, 450, 171 A F I EARA0TT LA KRG FIEH T AR HIEH
HE MG CoA 340 J57 il 401 1) 55 B0 B AH AN PR T 36 [ & 1 5, 354, 772 1 A FF I s ARAR YT L 3%
% F 5,006, 530 1 5, 177, 080 = /A FF (1) ¥4 Sz £ Ath 7T 35 B % F) 4, 681, 893.5, 273,995,
5, 385,929 Al 5, 686, 104 /1 2 F [ T FE AR AR 7T 35 B & F 5,011, 930 o1 2 F 1 Bl 4% At
7T (Nissan/Sankyo ] Je f&Ath 7T (NK-104)) . £ H & F 5, 260, 440 1 A F 1 B 75 4R Ath 7T
(Shionogi-Astra/Zeneca (ZD-4522)) JZEELF| 5, 753, 675 A FF A LI ZAA Y.
FHE LR 4,613,610 o2 FF 1 H R P EEAT A HIRERE ALY PCT H115 W086,/03488
H A FF I R R R Y R AT AR e A 32 B LR 4, 647, 576 H AT 6-[2- (EUARHY
MEng —1- 3t ) — Bt ) b —2- B A HATHEY . Searle [ SC-45355 (3— BRI K —RATAE
Y)) S OIREE / . PCT Hii WO86,/070564 H1 23 FF 2 G IR P 16 (1) IR Rk Ay 72 Bl &
F12,596, 393 F1 NI 3- R AL —2- FR AL - P - IR AT A W & R H1E 0221025 A
FEE 2, 3= HUAR BRI Wk i R B T AR 4 95 [ &R 4, 686, 237 R A FFIK FF 2 R 9 B
[RIZE LA v A 35 [ ) 4, 499, 289 A VA ZESE BRI LRI G 014214642 H A
FRR SRR (IEHARTT ) BB B J 35 B LR 5, 506, 219 1 5, 691, 322 HH A FFI 4
WRATEBERT AN 4 BRI KR A AR S BIARRIGHE NS E . HHh, AT
HIHMG CoA A J5 I () TR B B Ak &1 i GB2205837 R A FF 1 A Ly i 3d T+ 5 A % B ol 751 1Bk
o

[0150]  X& T2 HR K 1) A0 3 S 6 S0 o) 790 1) SE 9 A0 F5 AR AN R T 55 B & A 5, 712, 396
N FFR o — JBEEE L - RGBS / 2h. Biller Z5 A, J. Med. Chem. , 1988, %5 31 % , No. 10,
% 1869-1871 TN ALy i (BFER T M (AR - B ) BEmEs / #h) &
Hve O A e G BG5S [ LR 4,871, 721 F1 4,924, 024 & Biller, S.
A. , Neuenschwander, K. , Ponpipom, M. M. F1 Poulter, C.D., Current Pharmaceutical
Design, 2, 1-40 (1996) 2 FF I %l & Ui ) ) o & AT A HIE B9 S A 80 5 Rk
R4 745 P. Ortiz de Montellano 25 A , J. Med. Chem. , 1977, 20, 243-249 1\ FF ¥y
KA IRES / £ sCorey M Volante, J. Am. Chem. Soc. , 1976, 98, 12911293 H/AFF ()3 Jg 1
TRERRER / R ARTET AR A R R TS / £h (PSQ-PP) KU sMcClard, R.W. ZE A, J.

A. C.S., 1987, 109, 5544 H A FF A B I B IR B / #8 s & Capson, T. L., {49830, 1987 4
6 H ,Dept. Med. Chem. U of Utah, fifi#l, HEI , & 16, 17, 40-43 Fl 48-51 T A&
NP LEE . K5 A 2% GRS ABIAR RiETE NS % .

[0151] 7] 5 2% kB il 57 Ik FH 040 48 4 B 117 A 40 1 s2 ) 0 F5 (H AN BR T E v LR, HHE DL
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Fr S UUTBR ZR AL DURR S PR DU B R DU S 38 B LR 3, 674, 836 T o O 1) I B
AT 25 S RAL G B IR 22 1 255 570 1 0 25 SR i i 2% R 8 VH AT DEAE— 787 S0 B i
(Secholex”, Policexide™) M 13 Ji§ % (Rhone-Poulenc) . Eisai E-5050 (N £ HUAR ) 2, B%

FefiT YD ) /R (HOE-402) U S #IE 2 (THL) . istigmastanylphos—phorylcholine
(SPC, Roche) & LI HFS (Tanabe Seiyoku) . Ajinomoto AJ-814 ( BERTAEA ) . BV jih Bk
i (Sumitomo) . Sandoz58-035. American Cyanamid CL-277, 082 Fl1 CL-283, 546 ( — B AL
RIIRAT AN ) BHER  BAT 5 5 ) | R 5 IR R 3T 3 2% 0 U S KA IR  Bf ) DG Ak L 128 5 [ & R
4,759, 923 R AFFRIER (MR R ) T4 e E L F] 4, 027, 009 A FF 2=
B (TN RS ) A B A28 e D P S R [ B 28 o A — N SEi 7 48
i, A ERRAT AN N B A BCGE AR VIS R SI FHETE Z% SCR G N BIAR G E N
S%,

[0152] WIS AR BH IR C FH %) ACAT #1551 i) S A0, 5 AH AN BR T DA T STk A A FF g B
Yy Fe TS-962 (Taisho Pharmaceutical Co.Ltd) :Drugs of the Future24, 9-15(1999)
(Avasimibe) ;“The ACAT inhibitor,Cl1-1011is effective in the prevention

and regression of aortic fatty streak area in hamsters”,Nicolosi %
N , Atherosclerosis(Shannon, Irel) (1998), 137 (1), 77-85 ;“The pharmacological
profile of FCE 27677:a novel ACAT inhibitor with potent hypolipidemic
activity mediated by selective suppression of the hepatic secretion of
ApoB100—containing lipoprotein”, Ghiselli, Giancarlo, Cardiovasc. Drug Rev.
(1998),16(1), 16-30 ;“RP 73163:a bioavailable alkylsulfinyl-diphenylimidazole
ACAT inhibitor”,Smith,C., Z& A ,Bioorg.Med. Chem. Lett. (1996), 6 (1), 47-50 ;“ACAT
inhibitors:physiologic mechanisms for hypolipidemic and anti-atherosclerotic
activities in experimental animals”,Krause % AN , 44 #& :Ruffolo, Robert
R., Jr.,Hollinger, Mannfred A., Inflammation:Mediators Pathways(1995), 173-98,
H % 7 :CRC, Boca Raton, Fla. ;“ACAT inhibitors:potential anti-atherosclerotic
agents”, Sliskovic 2 A , Curr.Med. Chem. (1994), 1(3), 204-25 ;“Inhibitors of
acyl—-CoA:cholesterol O-acyl transferase(ACAT)as hypocholesterolemic agents.
The first water—-soluble ACAT inhibitor with lipid-regulating activity.
Inhibitors of acyl-CoA:cholesterol acyltransferase(ACAT).Development of a
series of substituted N-phenyl-N’ —[ (1-phenylcyclopentyl)methyl]ureas with
enhanced hypocholesterolemic activity”, Stout Z A , Chemtracts:Org. Chem.
(1995), 8(6), 359-62. 5| K 225 3Lk 51 ABIA Hig E NS %
[0153] & T 5 A & WY i 50 K A G B A m W Ui 4 A R R SE A R E A R T
SCH48461 (Schering—Plough) J& Atherosclerosis 115,45-63(1995) A1 J.Med.
Chem. 41, 973 (1998) T AFFIIBLLH) b1, 4 H 5 NBIAHF NS E
[0154]  T& T 52 & BRI F ) (517 Na™/ HEYHIR B[R] 4 da 2 19 410061 7910 ) S 48] A0, 4HL A
BT Drugs of the Future, 24, 425-430 (1999) A KINEY), K H GBI I P AEH
S,
[0155] A 55 A 7 B ] 771 5K D %) M 07 A I 400 o1 770 1 2 8] 60, A AN PR T 16— JTig D AL AL
32



CN 104825417 A w Bf B 24/38 T

(15-L1.0) #171 fill 751 1% 01 WO97 /12615 H /& FF 1) 2K Ff WK P 477 A2 47, W097/12613 A1 24 FF 1
15-1.0 $1J1 % 751) W096,/38144 7 /A FF ) S5t 188 Mk i 2% &% Sendobry & A, “Attenuation of

diet—induced atherosclerosis in rabbits with a highly selective 15-1ipoxygenase

inhibitor lacking significant antioxidant properties”,Brit. J.Pharmacolo
gy (1997) 120, 1199-1206 i1 Cornicelli ZF A , “15-Lipoxygenase and its Inhibition:A
Novel Therapeutic Target for Vascular Disease”,Current Pharmaceutical
Design, 1999, 5, 11-20 " AFFHY 15-L0 #1555 51 H BT 228 SR 51N B4 H1 i A
TENS%E

[0156] & T 5 7 & W il 516 F ) e v L0 6 24 ) Se ) A0 AH AN R T B B IR 3R Re BRI
25 FSESE BRI ZE (L R T L o AR B, AR K BT RSO T ALK DL
/R ) HIIRE () o sUEEs | S SUBE R | a0 T R R SRR IR L AU BRI | P L SR IR L =&
VBRI | YEI M) IR M | i TR IR L Atk JE 12 5 JE IR U MR B Tk 2 K L S M Jlg | A S Al J8 L L R IR
B0 SV M AR P B ) 2R A1 7] ACE IR (8] i RT3 M) | A7 253 M) A S ) L OB
I VGG ) | DG 7 bz R | BT R e S ) | B KRR R ) L AT-1 524k
PR (BnsEybE e DIV YSIA ) o BT SZARFE SR (640 o8 A2 20 L Baf il A2 30 7 3%
[E %] 5,612, 359 F1 6, 043, 265 HAFHIALAY) ) OUE ET/ATT #5055 (4140 W000/01389
AT S ) o PR IREE A DD (NEP) 1177 L 0487 JDR A U1/ 771 (U EE NEP—-ACE 4171 7%1) )
(540 B8 5 gl hy A BE iy ) MUHERER / £h28. R 5I R 228 SCRGI N B4 H g o
TENZ%

[0157] & T 55 2 J B A1l 70030 Y F B0 BES PREE 285 O SE 9 B AR AE AN R T B 3 '8 L IR Be is))
G DT B ) 5 R th i (N2 L) FES Bl 77 AR IR 5248 B 254 5HT2C #3771
(&t Arena APD-356) MCHRI $5470771)i# 21 Synaptic SNAP-7941 fll Takeda T-226926. 5 J7
R AR (MCAR) Hzhii) Btz 3248 (MCHR) 547051 (140 Synaptic SNAP-7941
Ml Takeda T-226926) \H PAIKSZ A4 7571« ST AR 577 CCK Bzl 1) \NPY 1 B NPY5 $5 57
NPY2 A1 NPY4 15 77\ 42 B2 Jot 3 B T3l - sl 1) AL e 32 A4 =3 (H3) 9 77) . 11— B —HSD—1 41J
Al 700 i T £ 52 A4S U S ) B e P A 1 R BORE T L BRI 42 7E SRR (ONTF, 1 4
AXOKINE®, Regeneron)  BDNF ( i 2878 52 081+ ) 8 25 1 R 2 (4 52 A4 45 700 K

FRE —1 ZARFE S0 (130 SR-141716 (Sanofi) BY SLV-319 (Solvay)) MR,

[0158] AT S5 A KMHGIAEBHM B3I LIREREEIABHEMEART
AJ9677 (Takeda/Dainippon) . L750355 (Merck) . CP331648 (Pfizer) B H e CLANMK B 3 i)
7 (S WEEEF 5,541, 204.5, 770, 615.5, 491, 134.5, 776, 983 F1 5, 488, 064 H A5 S
EIERGIABIAFIFEFHIENSE )

[01591 W 5 = J BH il 7 06 FH (%) TG Joiy ity 4700 o) ) 1 S 48] 0, 6 A AS PR T B0 ) At A
ATL-962 (Alizyme) o

[0160] IS5 A KR EHGIFIBCR 1 5 B el (R B ) BRG] (85— Bt s2 ik
AR BHREEATRT BVT-933 Biovitrum)  EA B A FEALES (Johnson&Johnson) AR
B F: A F (Regeneron) o

[0161] ] 5 AR B HIFECH BRI AR B A6 W) S FEH AN PR T BRI 32 A6 i
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A, 0 W097/21993 (U. Cal SF) . W099/00353 (KaroBio) A1 W000/039077 (KaroBio) H1/AH:
(TR EH) 57, 45 B NBIAR G R EAS %,

[0162] W] 55 2 i B il 551V B0 FH 114 B e - ECH1 it 7510 1 S48 4 A AN R T 25 9 bz BH L G 55 R
P FARYD B ERIE YT IH T YT bR O EUOR T R SRR R &R TG P T R L P AR
it BH A5 22 AR S5 B R TR B R G |

[0163] W] 57 BH il 7IBE FH (0 IR 2 B F5(HAS PR FFEMLES (Johnson&Johnson) 47 % 4E
iy 255 B 2R TR B R S P

[0164]  Fg L3R & FIFEF RIS BIARFETENSE,

[0165] 4 2K K BIAT A il 751 5 5 & 36 97 B H B, B e R 97 50 m 4 o BLAE
Physician’s Desk Reference H i &  LAFE P 51 H A L R4 Frig sh A i =B DA
A AN 51T O 0 AV G kA A

[0166]  AFEHFS

[0167]  fEHA 24 AR LT MRS R 50 A, — BRSO SGLT2 411 A #& 71 R A 20 & 7F 11
TR PR S P B TR L4 B /KT (HbAle) FN2s IR &8 (FPG) K. 5%
TS + 2 FOOUICRE BL, B — R SOAS B8 3 22 3 e 1 R S A M 200 B 7 R 2 g 2 ] 467
Ko ZFRIE BN, HHZ 2 A MEF B, B2 I8 IR 1) ME B giit22 EECR
S 2874 L AR

[0168] LW FTME T RIS 24 Ji XHEA% 51 e 5 — XU -G AE 1T Z0E R s A 15 2
S S B A e A AT VR . SR PR RS Bk B X 546 AR A 11
TN PR BN EAT OB A LU 22570 HEAFF 72, Bk A4 1 HbA T 728 A0 K F B S5 T
7.0% H/ANTBUEET 10% . B JE GINIR G B AMEREHL 2 21 LT IS A R a7l i — A4
H 2. 5mg IAKE TR (n = 137) \5mg A& FIWE (n = 137) . 10mg 1L TR (n = 135) BLZ/E
A (= 137) . FrA AP EFICRESZ ZFXIN (KT EEET 1500mg/d) o HfF TR 3 24
BUNTE 24 JE JE SR IARE T EIE T 2 T HbALe A% T B4k 1 V-3 28 4k 5 22 B 2 AT L
o B S AAFRAESE 24 JAXF FPG FA B AR T I 28 (90 15 2 R ) ALk AT bh s R A0 2R
24 JEt A& FIE G T HSZBL HbALe /NT 7% MIMEA T 2 e TR IE . HFEX SAE KT
BT 5% BT BT 10 % B4R B AR S A A TR B H L.

[0169] 24 i J5, #5Z 2. 5mg.5mg Hl 10mg 1A% FIJE + — F UYL A4 7 Hh HbALe AH X
FRLRGiih 2% LB EARIE P2 E 4, 25008 -0.67%. —0. 70 % A1 —0. 84 %,
MAE 2B F A 0. 30% « IS IR IEIT BIAMELESE 24 Ji 7R FPG B IR BL28 fiAH
ST RL RS ERE R IE S84 AE 2. 5mg A& B BEZH oy 17, 8mg/dL. 7 5mg
1A% B 20 Ay —21. 5mg/dL J AE 10mg 154% 516k 20 o R (1Y) —23. 5mg/dL, 1 £ 4 & 771 26
N —6. Omg/dL.

[0170] W FEIE VR T 34 B W A B R (VB AR RS A IX e 2 LA AR 72 0 24 JHT Y
HIF 52 3 1) %o AA A 3 1) AL AT DN SO B0« AE5F 24 JA, A kg TH A A4 EE AR 4k R
2 AE 2. 5mg IRKE PR F 0y 2. 21kg fE bmg ISAE TR H N -3, 04kg M AE 10mg i54& 5]
R4 oy —2. 86kg, M 7E R T Ny —0. 89kg. SR, 5B AL, B 2 25K
PR ) 38 BT SE AR R R T T 5% (IREA ).

[0171]  IXELLE LR B, SCLT2 FIhFRIRR IS FEBUS K F B (S) TN _EEKAME —

34



CN 104825417 A w Bf B 26/38 T

FUNCAZH A7 1T BURE PR pe £8 35 H AT A Z800A T e THUAREEE AN 51 A S 38 m

[0172]  sZjiads]

[0173] 2% B I DA S5t 9] of s — 20 U BH , T S e 497) P B A1 A2t T U B B ), T AN
A ER A A AR R H G R B 5 PR A R S R 0 ) LA L 7)o

[0174]  sEjEf) 1

[0175] L4 2 SSL (HPC SSL 5229. 10g) 7F 673. 07g 7K F iz fid, 15 2k JiE K 25. 4%
(1) HPC [y T E IR A 25 1845 e (14, 53g) 1E by E it . 7E Glatt
GPCG3 FALIR 1845 F1| e —HPC SSL— 7K BIVE VAT TN 25 21 2026. 10g #hFR — F XUIE (A
5 0. 5% MIBE R IR EE ) Lo MUk (2090. 0g) HahaF4EZ (MCC PH102 ;329. 65g) FilfR H
FLUEREN (SSG 5210. 96g) RA 5 A8t BGIGVILILIEM S EEIREE (6.592) BE 2 9
T

[0176]  ffi l] Fette 1090 %% 3 & v ML v 550 % il B A 77 25 & o8 29 1208mg ( T H
9.6X21mm) . 7f Bohle BFC5 ZEfL A HH 0 5% (1000g) BHATAA . A E R HEE

Opadry‘@IL TAEALER I B A AL R B A AL RO M R, e TR S E N 21.6% . fi
H 165g AR EWR HIEE N 3. 1%,

[0177]  BASAFIFAEART -
[0178]

JR#t VE ] mg/h ZAARE (%)
h B = F UK EHMs 850 70.39
EAFR(SPGS  FEHHEMRLS 615 0.51

HPC SSL Fh A7) 96.6 8.0
MCC PH102 JE 45 B ) 150.9 125
5P AR 4N R R 96.6 8.0
RIS B4R 8 7 A 7.3 0.60

[0179]  SEHtifs] 1 HO3RH% FE AN £5 1% — B U v A T 1

[0180]  sLjifafsl 2

[0181] P ELT4E K SSL(HPC SSL ;5. 049kg) 7E 16. kg /K TAME, BRI IE R 23.0%
(%) HPC 1 ¥A v . fH FH T B VR & 2 648 Z1 R (0. 3204ke) 78 L IAVE IR T 1AM 2/ 8 /AT,
£ Glatt GPCG30 Ak IR il 3k 4% 71 & —HPC  SSL- 7K HIVA VR (11. 134kg) 7E T 3 w5 5% 3|
22. 313kg £HER —H XML (FLFE 0. 5% AR EE ) Lo LA 1. 14mm 655 B S0 SUki 4T
B, Jg ik (23. 6kg) Sk A 4EZ (MCC PH102 ;3. 722kg) FHI¥R e K4 (SSG ;2. 383kg)
BE 5 8. BTSSR SRR (0. 075ke) BA 2 718

[0182]  f#i FH Fette 1200 i€ ¥ =X & A ALK B 7 & fil 5 A7 57 3 & 25 1208mg ( T B A
9.5X20mm) . 7 Glatt Coater ZF{L A A X 77 (24. Tke) FATAA . JEAARIER H

(¢4, Opadry™IT HUK I, 2 T4 4 &k 20% o {8 4. 323ke AR B E N 3. 4%

[0183] A AL SN TSR MEH] | o SEHEW] 2 FIIAAS B AT ER IR — FF SUIUR 7194
o Aizs T B 1A
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[0184]  sEZjigf 3

[0185] ¥R FEEF4EZ SSL (HPC SSL ;228. 15g) 7£ 677. 15g /K 1 igfie, 152K N 25. 2%
(1) HPC WIIE . (T B IR & 28K 18 516k (7. 28g) 1F EIRVE P IEME & . 1E Glatt
GPCG3 AL IR FR A& 1545 51188 —HPC SSL— 7K IR VRLAE T 5 55 2] 2026. 20g £hER — F SN (43,
F50. 5% A AR EE ) o BIBRL (2142, 17g) 5 Er4ER (MCC PH102 ;337. 88g) AR
FILJEREN (SSG 5216. 36g) 1RG5 708l BFIEVIHRILIRY SRR EE (6. T4g) VR A 2 7
oo

[0186]  ffi ] Fette 1090 BE#% 3 & A AL Fr 75 % il 5 A 771 25 & 8 2 1203mg ( T H A
9. 6X 21mm) .

[0187] &R AIIH LI T -

[0188]

JeAt YE A mg/H  AAARE 4 (%)
2B = F UK EHEHMRS 850 70.65
TR (S)PGS EWHMR S 3.075 025

HPC SSL b A 96.2 8.0

MCC PH102 JRYZ Bh F| 150.4 12.5

BT A AR FRF 96.3 8.0

BR G BR4E bl 7.3 0.60
[0189]  sZiEf] 1-3 N LSBT -

[0190]
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[0191]
[0192]
[0193]

Ww B P 28/38 11

hn T A3 k) 1 KAt 2 e 3

AL R AL

Ha 2 EIRE(T) 65 65 65

" %% (g/ml) 20 110-137 20

R E 5 AE(E) 2.5 3.7 3.0

R REANMYh)  11.2-114 14 13.2-13.4

AR A A (m /h) 74-98 400-600  49-95

JE )

IREM 2/20 20/20 2/20

JE )% Z (rpm) 55 45 66

AR (rpm) 10 36 40

JE4) 71 (KN) 32-38 39 38

FRE 4 7 (KN) 9.4-10.2 8 13

LR

H# o 2R Nmh) 150 500 N/A

#a 2 AIRE(C) 65 60 N/A

7% B 1% JZ (rpm) 15 11 N/A

"% %1% % (g/min) 7 50 N/A

" H 2 AR (R 2.2 2425  N/A
SETE 5] 4-8
—‘ﬂQ%%fF :

BT S AR 4E R SSL(HPC SSL) ¥ fiE, 53] HPC FVE R . 13 H T E IR A& #8155 5]

BRAE FIAVER VAR / IR ET R .. 1F Glatt GPCG3 JiAk PR P iA 5 H1iE —HPC SSL— 7K i V&
VRAE TR 3t 55 3] 2R 8 — F XU (A4 0. 5% [ Pe e ) b Bk 5 e4E & (MCC
PH102) FIER B LV (SSG) VB4 5 it BJa IS LR S gMeEE & 2 0. A

FME FH Korsch XL 100 Fee =% ALk Es] ( THEA 8.5X 17mm) .
SEHE] 4-8 FIIN TS -

[0194]
[0195]
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Jn T A% 615 4-8
AR L
o 5B E(C) 60
" %% F(g/min) 20
R H 8 AUE(B) 2.5
JE 4
I &M 3/10
JE 4|32 B (rpm) 20
JE ) F1(KN) # 23
[0196]  sLjifsl 4
[0197] R FFIRIA T -
[0198]
JRAt Ve mg/h AR 2 H(%)
R = F WK ARG Res 500 61.2
L #F R (S)PGS  EHHMRS 3075 04
HPC SSL il 62.9 7.7
MCC PH102 JE 45 B 7 170.8  20.9
B AN AR FEA 67.8 8.3
R G B4R NVl 11.4 1.4
[0199] ;B@{ﬁlj 5
[0200] BN IR R -
[0201]
JRAT EH mg/h AR 4 (%)
2hBR = 9 UK AR 500 72.0
EHFIR(SPGS  EFHHBHRSS 3075 04
HPC SSL il 63.2 9.1
MCC PH102 JE 42 Bh ) 86.1 12.4
R RN bl il 34.7 5.0
RS B4R bl 6.9 1.0
[0202]  sLjiEfs) 6
[0203]  FEAN A FRIRIART -
[0204]
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JRAt A A mg/h AR E (%)
2 B = F UK EWGBM s 500 70.39
EAEFR(S)PGS  FHHM RS 3.075 051

HPC SSL FhA- ) 40.0 5.4
MCC PH102 JE 4% B ) 151.7  20.5
BP0 R FEA 37.7 5.1
A E BR 4R B 7.4 1.0

[0205]  sEZJGEH 7
[0206] AN AFIFIASIT -
[0207]

JR At VE ] mg/h AARE 4 (%)
3R = U ERBEHRS 500 75.4
B R(S)PGS  EHHBH S 3075 05

HPC SSL FEAF 39.8 6.0
MCC PH102 JE 45 B R 82.9 12.5
B AR 4N bR il 33.2 5.0
RR R BR4E 78 %) 4.0 0.6

[0208] i)‘j@{ﬁﬂ8

[0209]  FEAN A IR T -

[0210]
JRAF i mg/h ARG 5 (%)
3B = 9 UK EHBEY RS 500 76.9
EAFB(S)PGS  EHHMmRSe 3075 0.5

HPC SSL il 63.1 9.7
MCC PH102 JE 45 Bh 7 30.6 4.7
BT IR R FEA 49.4 7.6
PR R BR AL pERES I 3.9 0.6

[0211]  SLjiEfs] 9

[0212] HEPFELYER SSL(HPC SSL) ¥ 1i#, 132 HPC (IVETR . 1 H TE IR & 25 15154% 51
WEZE RV AR /IR EST I . 7E Glatt GPCGL JALIR k45 %18 —HPC SSL— 7K 74
TR/ VR RVRAT T 2 B R R — I (345 0. 5% AR AR IR B ) Al L-HPC (REUR 2
WHA4E) b BBk S5MRF4EZE MCC PHI02) M L-HPC IR4 6 44 SE BV
IR e MR IR G 2 4%, F T Korsch XL 100 Je#b =0 E AR EH] ( TH K
8.5X 17mm)

[0213] N TZSHwF -

[0214]
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Hn T4k 645 9
FAC R
HuTERECC) 70
KB AE(R) 2.5

JE 4]
I BEH 3/10
JE 4| 3% B (rpm) 20
JE4] 71(kN) 2522
[0215] B FIRARRT -
[0216]
JR At A ) mg/H ARE 2 (%)

B = F WK EHHMRa 500 68.9
EHFR(S)PGS  FEHFEMRS  6.15 0.8

HPC SSL FE AR 21.8 3.0
MCC PH102 JE 42 B # 1452 20.0
L-HPC LH21 FAIRA 47.2 6.5
AP 8 BR 4R P2l 5.4 0.8

[0217]  SEJEH] 10 ( EhEseds) )
[0218] AR r -

[0219]

A i mg/h AR E (%)
#h B = AR B R 500 72.0

KA A(PG BRI ERBRs 15 0.2

HPC SSL Fh A5 15.6 2.2

MCC PH102 JE 45 Bh ) 138.8  20.0

L-HPC LH21 A fE-7) 31.2 4.5

BR R BRAE =R 7.1 1.0

[0220]  HEKRHFAE 273 7.

[0221] - FFOUNREA

[0222] 4% 53.56g HPC SSL 7 125ml /K F1iEf#, 15 2] HPC IKIEW . % 781. 55g #h1R —HI XL
AT 24. 29¢ L-HPC /E Diosna P-1/6 mBIVI IR &4 TRIES . 1 82. 33g ik HPC &
Wmz| 805. 84g LA TR EW) T HIgiE A H . BIBHIFBRIE Termaks TS8265 HtFF 1 7E
FEit BRI . G TRIBURLAE Freund TFC-Labo &3 EENL B

[0223] AR ZIWERIAL ;

[0224]  FLIRY) 1- 45 296. 8g IAMEFIWE A 361. 6g MCC(flimeF4Ez ) /& Turbula & &
RA 5 44f.
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[0225]  FLIBW) 2- %5 296. 36g L-HPC F1 362. 94g MCC £F Turbula V& &2 TIRES 3 4f.

[0226]  JLIEW) 3- 4% 658. 4g SLIRY 1 F1 658. 8g FLIEH 2 #F Turbula JEA 2 TIRA 3 4

B

[0227] TR 4- 4% 1317. 2g FLIRY) 3 R4 1637. 8g MCC £ Turbula JR &2 PR S

5 5.

[0228] AR E —ﬂ% 2050g JLVRY) 4 5 12. 3g IR R 85 (£ BH 0. bmm I I kL ) £E

Turbula &8 FIRA 2 728 . BAIRETEIRATEH Alexanderwerk WP 120V Pharma & {3

7 1) 2% B R s ] LA S R RR

[0229]  E 2B O I il

[0230]  FLIBA) 1- K% 11. 58g XM FIMERINL S 15. 44g — HXUMUBIRLAE Turbula B & 25

BE3 \%EP

[0231]  HLIE#Y) 2- 4% 27. 02g $LIEM) 1 5 38. 60g — B WANEGIRLAE Turbula JR & 88 RS
PR

[0232]  HLIE#) 3- 4% 65. 62g TLIEY) 2 5 96. 80g — B X ANEIRIAE Turbula JR & 88 RS
PR

[0233]  HLIEY) 4- 445 162. 41g FLIEY) 3 5 249. 20g — I XUINRIAE Turbula V&4 %5 IR

53 ég\férlﬂo

[0234]  HLVEY) 5- 1% 94. 79g MCC FI 10. 55¢ L-HPC 5 409. 68g L84 4 7 Turbula V&4

PIRA 5 B

[0235]  JLIRM) 6- B IRATEIHT 515. 02¢ JLIRY) 5 55 3. 24¢ BEAERREE (Z28H 0. 5mm i 7

L) 78 Turbula V& & EP/tb 2 78

[0236]  Jy5flfE FH Korsch XL 100 Jef% =0 A flkIEd] ( TH Sy 8.5X 17mm) |

[0237]  MTSHF -

[0238]
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[0239]

[0240]
[0241]

hn I 5%k A7 10
e aalp A Diosna P-1/6
AR AN 4
W25 3%  (rpm) 600
)AL Z (rpm) 1500
BARA R F (ml/min) 25
T840 18] (min) 1
i 3% R, A B 1] (min) 3
T Termaks TS8265
TR JE (°C) 55
T8 18] (h) 16
B Freund TFC-Labo
i RoF (um) 965
B BB 2% JE (rpm) 143
PR Turbula T10B
BB 2532  (rpm) 32
B R Alexanderwerk WP120 V Pharma
A H A2 (mm) 120
2 5% (mm) 25
RZEER Knurled
HLFHEE SR E (rpm) 40
% ) i& /2 (rpm) 5
BB EN(E) 40
HFLALIR E (rpm) 50
L % (mm) 3.15
F % (mm) 1.00
AR Turbula T10B
Rl B ik 2 (rpm) 30-34
JE 4| Korsch XL100
I EEMR 3/10
JE4H)i% Z (rpm) 20
JE4] H(KN) # 23
JE- %) T E (mm) 8.5%17

LR 11

R -
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[0242]

At Ve mg/A AT 4 (%)
3h B — T U AEEEY g 500 68.0

KHF (PG EA A EHBH RS 3075 04

HPC SSL el 194 26

MCC PH102 JE 45 B ) 149.0 203

BT R AR R 59.6 8.1

RE NG PR 5% bl 4.4 0.6

[0243]  HEZHIAE 700 s

[0244]  F HPC SSL 7E/K AR, £33 HPC VAW 13 A T B IR & 215 1A K5 51 R 7E L id ¥
WPVARR / IREIT . 1E Glatt GPCG3 Wik IR 451545 511 —HPC SSL- KAWL / 1R EW
FETEBE 5 B3R EE — O (B4 0. 5% MBENEIREE ) . Wik S A 4 1 % A
TERE (SSG) VRA 5 . BEBAISILIRY SRR BER A 2 8. A AMEH Korsch
XL 100 fedE = Ak k] ( THEAN 8.5X 17mm) .

[0245] N LSEWTF :

[0246]
hn TGk T4 11
AR AL GPCG3
o FAIRE(C) 60
"% % (g/ml) 20
RERAEE) 25
JE 4 Korsch XL 100
I B 3/10
JEA) 1% B (rpm) 20
JE ) 77 (KN) #4523
[0247] S 12
[0248]  AHERAIT -
[0249]
JRAt AE A mg/H  AEARE 2 H (%)
B = T WUk EW B AL 1000 70.7
KA R(PG B  EHHBY s 3075 02
HPC SSL SBEA- 5] 113 8.0
MCC PH102 JE45 BhF 177 12.5
HF T 4N R PR 113 8.0
B2 IR B4R T 9 0.6

[0250]  HEKHIAE .27, 4kg
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[0251]  4F 50°CH IR FLF4E K SSL(HPC SSL) (6. 861kg) £E7K (23. 0kg) F o, 4k /&
BEAR 2K T S i, HPC 758 (RN 3 /R ) o £E 30°CHEIAKE FIHE (0. 186kg) fNE HPC
TR B2 2.5 /NI VE R o RRBUAAE N S A% T i & BB & I RN T 6 NI o KR
A B HAE S R FAEHIRLBAR . 76 Glatt GPCG30 JALIR ik #8 31k ~HPC SSL- 7K
RV (12. 16kg) FE T 25 21 ShEe — FOOUIN (£9.4% 0. 5% [MA G R 85 ) (24. 571ke) .
XPRRLEAT RS (1. 14mm) (25. Okg) H-5HURA4EZ (MCC PH102) (3. 944kg) FER H H e ¥y
B4 (SSG) (2. 525kg) TR A b 8. EGIGVIHILIRY SRR EE (0. 079%ke) RE 2 73-8T.
FAAEH Fette 1200 B =0k A dlRER] ( TR 10. 5X 21, 5mm) » —%& 577 (1. 201kg)
FE AL A A A o A A VA F A% (s Opadry “TURIK M B, Ho b R4 804 20. 0%,
fEH] 216g FARIEH HIEE N 3.5%.

[0252] N LSHWF -

[0253]
Ho TAHL ) 12
AR L GPCG30
W R HRBE(CC) 65
[0254]
"t Fik F(g/min) 160
B AR (B) 3.7
JE 4 Fette 1200
I BEH 20/20
JE 1% & (rpm) 45
FUE H] 77 (kN) 259
JE 4| 77 (KN) 25 42
[0255]  JRARHERAN R XSUIHIE AR R (n = 6) -
[0256]
P F 4 (%) ad H 4 (%) wil B4 (%) il B4 (%) et F (%)
10 2-%F 20 445F 30 4%+ 45 5kp 75 Sk
hAkg]E 38 78 96 99 99
U AN 41 R0 97 160 100

[0257] S 13

[0258]  HERHFIME :27. 4kg.

[0259]  7E 55 CH 2R IEL4E % SSL(HPC SSL) (6. 861kg) 7E7K (23. 0kg) k. 4iGfE
FEAR A T3k S5, HPC 5% (BFIASNZ) LN ) o 78 40°CR5 IR F1R (0. 186kg) INE] HPC
TR R B2 3. 5 /NP VAR o RRBUAAE TN 2 2% T i & BB il & I RN T 5 /N o KR
i B R BAE S R FAERIRLBAR . 78 Glatt GPCG30 IR 1845 %1k —~HPC SSL-7K
I (12. 2kg) 7ETIHRE 55 21 Eh e — FOOUIL (4% 0. 5% HIH IR EE ) (24. 571kg) Lo Xf
WURLHEAT A S (1. 14mm) (25. Okg) H - 5HUREF4EZR (MCC PH102) (3. 944kg) AR F I JE K N
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(SSG) (2. 524kg) VRA 5 4. BGHHIZILIRY SIEIEEREE (0. 079ke) IRE 2 8. A
ffi il Fette 1200 e 2T A HORH A ( THJ 105X 21 5mm) « —2J7 7] (1. 201kg) 7E%
FUA BB AR . SRR VAV R RS (2. Opadry “TTRUK A AR, Je TR & BN 20. 0% . T

i 216g BARBEWHEIEE N 3. 2%,

[0260] AR -
[0261]
JRAF VE A mg/h AAAE 4 (%)
FHhER = T K EVE SN A 1000 70.7
AR R(PG AL FHBHRey 3075 02
HPC SSL FEA=F] 113 8.0
MCC PH102 JE 45 B 7 177 12.5
B AR 4N JR R 113 8.0
FE IR BR SR bl 9 0.6
[0262] N LSHF -
[0263]
Hn T AH ) 13
[0264]
RAC R 2 GPCG30
o FERECC) 65
% Fik & (g/min)  160-170
R AR (B) 3.7
JE 4 Fette 1200
T EEMH 20/20
JEA]AR JE (rpm) 45
FEH 7 (KN) %9
JE] 71 (KN) 25 42
[0265]  IEAEFIREA] XA H AW T (b =6) -
[0266]
AEREs®%) BEhEate) #EkE ;ﬂ‘\bb(;?/t)) BERBHH%) EEEHH%)
10 54 20 m4F 30 4F 45 4P 75 B4
A% 3T 77 95 97 97
W S 41 81 98 100 100
[0267]  sZjEfs] 14
[0268]  HEIKHFAL :2. 2kg.
[0269]  7E 46°CHFIAMEFIE (12. 07g) fE/K (1487. 19g) 43 H, SR S5 LRI AIN N F2 TR it 4 2

7 SSL(HPC SSL) (444. 20g) » ML PRIEIR G AR R S YIHEFE 30 bk RHRIZRFFAE 46°C.
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30 S8 a4 b A Hsdg s e HAE JLA 8 ie 1k KRG YL KIS T 20 H I A2 FEAIK
ZAKT Uk AU, HPC VA o e il 28 B B)/INT- 3 7Nk EL AR A4 S7. R TR 7E Glatt GPCG3
AR O LK F1 R —HPC  SSL- /K AR (971. 83g) FE T 55 21 #h 8 — XN (A4
0. 5% AR IS IR EE ) (1971.9g) b . kL (770. 03g) HiMmeF4EZ (MCC PH102) (121. 43g)
R FIEVER BN (SSG) (77. 28g) VRA b 708 BIGWHIFILIRY) SRR EE (2. 430) TRG
25380, A AMTH Korsch XL 100 Jefs Xk AR ISR ( TRy 10, 5X 21, 5mm) .

[0270]  AHRERINTE -

[0271]
JRFF e mg/H AR T 5 (%)
B = F SN B R 1000 707
I EPG EFILY)  EHBMRS 3075 02
HPC SSL $EA-F 113 8.0
MCC PH102 JE 45 B 7 177 12.5
B 4 bl 113 8.0
ARG R 4R i A 9 0.6
[0272] N TLSHF -
[0273]
A T AA F 347 14
AR F GPCG3
HaEEIRE(C) 65
"% ik & (g/min) 20
B AUE(R) 2.5
JE 4| Korsch X1.100
T HEM 2/8
JE4| 3% B (rpm) 20
JE ] 71 (kKN) 24 36
[0274]  SEHEHI 1 & 14 BEIAAETIRRIE AR T 2 .
[0275]  E =AM (CU) W& -

[0276]  CU it LAF w1 ity A St 8 i U B PR 7 A 77 92 o () — ok &, Je i

FEFRETTINR (2) HsSEHEp) -

[0277] 1. A2 A 6-10 A0 ) A REAS A R BRI g LA A HPLC (i

FHEE ) Sk dT. HXHAREmZ (BAE 3 Hhit ) (% RSD) MR¥EATE 21 A 45 Rk ih & 5.

[0278] 2. fECL5E/ N IR HINE (3-6 D HTT ) Ji, AR 7 & o ) R HF ek RO n 2

250rpm HAREF 16 228 (FET5IE0) o 16 20 BH 5, A4 5t RS 78288 T B i LIS HPLC ok

i ARERMERZE (LU 2 EEit) (96 RSD) AR4E IS B S5 RR T

02791 Bouichril A e 0 % RSD AN T BRAGE T4 17 B AR PERA BT 6%

[0280]  HUHLHRSE (TS) W& 757 0 HURE 3 B I I A 13 e 4 VA {8 H Ho T 1and. C50 2 B K i
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o SREIG PSR R DU SR BB T AR AR 3 TS {HL.
[0281] AR Mg & « Fr R B A AR AR USP (SR E 250 ) SkRiAT . B A A E TR IERE
o 8 37X 2°CAEH A 7K 1000ml FEMf .
[0282] V&I E GEPEZYI R RO @S USP 1T () vk #r. 4E 37°CHl 75rpm 2
R A AE T 1000m] BERG Sh 22 (pH 6. 8) 1,
[0283] 3R 1. SEHGEH 1-14 (12 EIB 501 B om g A g
[0284]

Eel BT RGES TN PALIR AR R 1]

(%RSD, n=F X9 H 46)  (MPa, CP")  (504P, n=ATliked ki £0)

1 NA 2.03, 255 % 15° n=3
2 1.0, n=10 1.92, 246 15-16, n=3
3 0.6, n=3° 1.96, 204 16, n=3
4 0.5, n=3" 231,204 17-18, n=6
5 0.8, n=3" 2.13,204 15-17, n=6

[0285]
6 1.6, n=3" 2.27, 199 13-15, n=6
7 0.5, n=3° 2.02, 201 10-11, n=6
8 0.6, n=3" 1.96, 209 12-13, n=6
9 0.5, n=3" 1.87, 193 % 12, n=3
10 7.6, n=6" 1.44, 202 11-12, n=3
11 0.7, n=3" 1.80, 205 7-8, n=6
12 0.7, n=10 1.97, 231 % 17°, n=3
13 0.6, n=10 1.87,231 25 16°, n=3
14 0.5, n=5" 2.18, 200 # 17, n=6

[0286] * CP =J&ffil[E 73 (MPa) ;

[0287] "5

[0288] “BLAK Ao

[0289]  IXLLsh RIS LU 10 AHLL, L] 1-9 F1 11-14 (& S S PERSTh 505
PAekEE
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100 Tk %
3 w —=— T 1
s AR T A
H a0 s
-‘g@ e L FE A D
5 STk 3
40
7 e A 2
20 [T =000
O

AT - TR LA A RN 5/850mg thiE R
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50
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BT ] (24 iEE (%)
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EHET BB LT (%)
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wier S A 1
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e G B 3
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g 5
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k5% &  HPC-SSL iﬁ%ﬂé HPC-SSL
v 7YY ¥ Y Y
P
i
: O e/ nd
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O Ak ,
‘ C YRR B
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h%%ﬁﬁA RRB () Fras &%fﬁ
{i BARA () mumns

5 (P : 30

49



