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— M BRI EER — RNATNAYE S

BRARGUE
[0001] 77 B J T+ o= 25 BRI, B HAR B B0 e 215 U Z145 AN ER R — R XUIIKCRA) 24
Y &) -

BEEEA

[0002]  TTZRUHRE PR3 I A i Ze ke iy, L IEACRE (lnbii PR 2 H B VB 08 55) A2
BB T ARV U, O A TR S BRI 4

[0003]  RUI% %1% (empagliflozin) A& — R #4472 B8 B[R #4128 28 (-2 (SGLT-2) f
PPN o SGLT—242 3= 2 47 51 M /N IR UE I H PR WS o] 26 W JE N AR B0 1) dis i = e ot 100 o)
SGLT=2, A& B 2L 1 B 0o Jik et ] 22 0 P PR A, S PR AR 0 7ok 260 W 000 ' L, AT 389 M 1
PRVE T HEME o 358 — B OSUNT 28 3 (1) B2 2590, ] AR IR T T 2RH JR s i S I B a0
15 o

[0004]  JEUAE H1)45 / Sh R — H BN JEUAS 1) 5 N R R — B XU &2 77 11551 o 28 KRR 11 il
RN B SIS B0 A 0 s, SRS 27174 0 2 T — FR OOUTCER 0t 11 i A % (] B 25 24 35 e 08 [ AR IfiL B 7K
-, I HLIRI I 25 25 B B A (R 63 %6) i 38 v T 5l 2l 7 RS 214 (FRAIR37 %) BRI —
HOOUI (B39 %) 4., S th TR B0 i/ 3R e — FF OO LA SR A (1) B B AR

[0005]  JELAK #1)34 / SRR — F XN o2 EH DRk BRORS 5  W)FF i FH T Y6 7 0 PR o 16 5277 o)
710201545 H , WR R ko RS F11 34 / SR — FFOSUITR b7 H 3 - 201548 H , DAL 1k B 71
R ORI 77 b o B R e R 2 ) O, B e e B

[0006]  JELAE 134 JRE A 9 2 22 Al o B8 1) K oK 5 Al s T-7K (pH1. 0\ pH4. 0 pHT7 . 47K 1 Jsi
HB ST WA AR O T 25 50% FHBE L 41, 1 T50% 40 , I8 T H B, LA T H
IR o BhIR — HOSUIC R B 2 A R s JE B o B ¥ TOK A6 B TR I R, 76 SR S
TEEAT B LA

[0007] 7 L 1) B 175 bt A 7] 2 W S B R FE AT AR W B0 i AL S I 254 3 F i S ol
18779 (H115 5200580006944 . 9) 1, $2 th A 2 S 21l 118 XAk S 47T BL S — XU
Al SR B TR R — S E I R E R A TN A N IR — AR A T
(A FHSGLT- 24 il 5 2H B ¥6 97 S ILZ5 WA &) (H11E 5200780041878 . 8) A JF T A% 51
5 B OO 4 B 3 BT T8 PR 1T 2RHE PR A& 25 . 38 AL S R RS L T 24
F AR S B3R, 8 mT A4S 7] B3/ INIRBESE 3B A TF T Ik FH 25 R sk mT LA oK
VENT FUAH R ATE R AT 4 R IR S B B TR R S  AH R A T R AR A T

[0008] (ZMAHAEGW A HEBI & T E BT HELAAEHE) (FiE5
201080044077.9) AFF 1 SGLT-25 = FF XU [l 44 ) 7], i A FF 1 4bT7 , AR ARG & 7N
3.9—8.3% ,HAF1HN2.3—8.0% JEAN2HN0—4.4% A3 H0—33% , @IEFIHN
0.7—1.5%, B 780.05—0.5% , BifE7780.00—3.0% o fEIX — Ak J7 b, IRLKG & 57 1 &
P2l s 2R TR, BTS00 R 7, S AFAERE /N, AT SR ISR A A4 AR T 428
AP IEAT 5 RIS e 24000 B 18] B9 U RSDAR K, 15mini tHRSDEIE 10 % , 1X 4% Al B T 2 H
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UKL g 11 K T RS BORHR I 70% (& ED) .

[0012] A< WY rp 4 B 1 OUIIE S R 18— FF OSUI P =& 1) JE DX 31, 2899 H i 18 FH I 254
FRIR — H B A A B o LA va 640y 3L SR 4E B VAG AT fi 55

[0013] A BAFRAL 1 —Fh &4 U 5134 AN ER R — OO AL & 90 & A 378 700 R
BRI 7 # T, e AR RS SR O 9-11 % « e BTk S e 9 A AT 4E 3R
RGN IR YEBAVAG4 , BTy — ARt , T TR 9 R R Bk

[0014] K& TR AN TS | PR S 35 RO 7RG S AN L 8 o AR A B P B 3 PR RG 5 791 %
HAEARAIE 7 AR I BOR H RS-

(00151 HLrp it () 20 454l LA ol [ R 57 G v 750 JC B 58 » IR ade g 7)o

[0016] A BRI AT 1 il 265 A3 RS B AN R — F SIS 0K 5k -

(00171 a . Ke RUKS B3/ — H OUNCRN ol it 2T 4 TR £ 15 2UEAK Z145/ — 7 IRt i 214
ESEASEY/E

[0018] b RiiZiR G ENGALIR BRI A28 S0 AL IR YEBIVA64 , ] AUk
(00191 c AN BIAET T8 771 » A HE KI5 35 il s ] 4 £ 7

[0020] 254l 2B AL R E IR A5 A4 RE N ARIRMAT, JEURS 1) i ff 1 22, 7 208 I s e BOR
SETIN LTI L o A BT 8 T A PR SRR A #1145 (R BURL R R 22 L, RORE SE 23—, I H.
FE il )5, ARG PRI AR PG , FAT S5 SEPR A Ve, EELME R 4, P BRI

[0021] 75 BH B34 ) UK 714/ — Y OUIR 265 0 2H & WD s gk 2 ) S AR - R e i iz ey
AT AT R 25 WAL S B B i T g S At 25 201k B mT IR

[0022] L rhmg A RS #7149 - XUNCRIA & 21 4 3R VR & VDI L SR B VAG 4 1) 9K 9 22—
24.8%,

[0023] e i A AL AL PR FR) i Bl 2 3 52 D9 30 pme

[0024] 7S BH 4 750 W] s Ak ) R AT V8 R A o A A RS0 Y 406 E 2596 , UK I« ik
ISRl RPN G N

[0025] AR WIF A JFIIBCT7 S TS 7 RS 134/ — FOSUIR 2 W 4L & R K ¥ i
G, B HHRSD/NT H S 18 A Dok A

= JENSL) S
[0026] "~ i 45 5 S5t 3k AR AR it — D K PR L (BT AN JRPR T R 3R 1 SE 1
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BRI BN EE T O R 1omin EFE R vab4 ik E N E XKLL (g/
ml, %)

[0028]  SEjis1 4k 77 B e 4

[0029] s xd 146 e it (DOE) f J7 V20 78 Ak 5 Hh AR FH 8, () N 25 52 52 0y 791 O 2 ot
JEVERI R 2R o R 2% = AN SR TR BT, 25 8R4 77 FH R A 750 R Sk SR R
(k24 H i A RERE 100 H 9 (1) B0k 2) B U HH IR S o S A & s R ansk .

[0030] 1l Fl & Mk 2% = w0 pi A IR e 38 5 45

R | B
‘ . 5 S8yl qj . fﬁﬂ
vab4 ¥k vabd il | BRI | BERE |, IRt | 9
std | run - 5 H
Bk =% [ | (ke BE (%) | BERSD
B (%)
(%)
7 1 A 10 65. 8 13.9 90. 0 98. 7 11
1| 2 929 9 73.9 12. 1 93. 5 99. 3 3
[0031]
6 | 3 27 10 83. 6 13.8 89. 2 97.9 13
4 4 ) 11 55.0 7.2 86. 1 98. 3 14
3] 5 22 11 94. 0 14. 9 88. 4 98.5 4
2 | 6 5 9 59. 4 10. 3 90. 5 98. 1 15
5 | 7 g 10 63. 5 13. 4 91.0 98. 6 13
[0032]  %-2H & HAKFHRLE K2
[0033] F2HMHEFHMPIHER
[0034]
H= (g) std 1 std 2 std 3 std 4 std 5 std 6 std 7
Sy aIREd 25 25 25 25 25 25 25
— F XU 1000 1000 1000 1000 1000 1000 1000
WER AR 34.0 33.6 9.9 10.1 21.4 21.8 20.9
va64 106.2 106.3 129.8 129.7 118.3 118.0 119.0
A 5.9 5.9 5.9 5.9 5.9 5.9 5.9
filf fE 1 B 9.4 9.4 9.4 9.4 9.4 9.4 9.4
alifk 7K 482 332 590 405 438 438 438

[0035] il £ 77 v « MREN AL 7 B Ay BURS 273 . — PR SUNR Wi P e =t iR & 50 5 B T
— B HIRIAL P, B R E 75°C L YRHE 50 °C , WL 25H7 , 5546 K 770 . Impa , LA
30T pm i B 2% T FEmE N — 8 R B K Ab 5 R ) va6 4334T L, BURL 4% K /3 72 % DL 3
o7 J5 PR SUREFR 2B, TS ORL JE 14, i N A T B A R IR BE AN AL RE TR B IS AT [E S R A
SR G R BE) 26 S e 384 75 P A b B EE 3 A

[0036]  FDesign—ExpertH A4 X £ AT 73 1 27 5 vab4 ¥k B 7 52 e Jtky J& 14 ik 24 H i
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ANBERL 100 B i i 50k 2 o5 ik e k) &2 14 Eb 45 RO ) S22 R R (P<0. 05) Hovab4ik J&
AR FH B %o R EE PR A2 HAE R R M I8 38 (PO 01) , va64 FH & X U F105 8 HE A S, T 25 0 it
N ST B AR TR B 25 KT (P<0.05) .

[0037] &I LA AR TR I TR i O R ) DS B R B vab ik BE A H & AR R
RS F 4 15minis H AP T-85 % , B 433 ill H A5 A /N T 12k, UKL & P K T AL A 42k}
BIT0% (FEE) N, vab 4y B 1L 3306 B 7E22-24 .8 % 2 Al , H H B G B VG /9. 0-11% 2
() o 72 S T 2 [ A F0 T 3 31 _ IR S 2R 1) i E A

[0038]  sizjif o2t & FRIFR 2 1) i

[0039] =R F PR T 20T, Kl A PP E 25658 Fr 7RV HE = AR SR B 528, AR B PR 6 7510
FRIRREAT T 9 iaae , SCIR2H & e 6 R W4 3-4

[0040]  R3ANAI KA 7R Ak 5 2 ik

[o— _ 200 J#&U;ﬁﬁ% (g) _—
St 2 -1 St 2 -2 S 2 -3
BAEF 15 2.5 2.5 2.5
UK 100 100 100
A 4E R 4.6 4.6 4.6
[0041] vab4 11.7 —— ——
$630 — 11.7 ——
K28 — — 11.7
—EARE 0.8 0.8 0.8
It i R Bk 0.7 0.7 0.7
Atk 43 43 43
[0042]  FRAKhHE FIFh SN B 7RG B P R i =5 2 &
[0043]
M i H S it 451121 SE 5122 S it 45123
FIURLJE 1 (%) 90 67 65
fif i (kg) 12.1 7.0 8.9
RS (%) 94.8 98.6 76.6
RO H (%) 101.1 100.5 89.2
R B0 H FERSD (%) 3.4 12 14

[0044]  ARFELL_FiAE 45 R, vab 4B H AR AL & FIE & T AR KB 5E K-
[0045] s 53 A4 dh 7
[0046]  JAMS 1% L ER R — H XUI5me /500mg A112 . Smg/500mg AL 1 B2 Fr 751 OFraes) 4
B LS H
[0047]  RHATy
[0048]

SRfE13-1 (175 ) Bk (9 HE%

6



CN 106924237 B w B P 5/8 i
oy IR 50 0.85
T HOBUNT 5000 84.75
Tim 4= 153.1 2.6
vabd 620 10.5
A 41.4 0.7
T i 1R B 35.5 0.6
gt K 2700L (vab4¥ &) 23
[0049]
SE]3-2 (175 ) Bkl (9 HE%
RE H1 4 125 2.12
ERR — F XU 5000 84.75
Tl i 47 4E K PH101 167.1 2.83
vab4d 531 9.00
FRe A — S A RE 41.4 0.70
i Jlg I = 35.5 0.60
afifroK 2140L (vab4iR ) 24.8
[0050] il & #54: «
[0051] PR — FF XM B 1 s £ 4% 25 B B35 ] /R SRk R S I 5 S it TR & 948 i de ot

53 %5 EH va G4 Rl 1 7K 2L RS DAL I SR St e A0 R ADHE o FE S0 A R SR S Bl » T 53
PR3 5 04 5 32 DAL o -2 75 30 1) UM 5 T 7K JB AR — SR AR D il i 771 0 B I R Bk 45 A o {3k
P FHIERE T Fr HILARS e 20 & WD IR 46 1 771 o

[0052] szt 51149 % bL RS

[0053] b T+ A% K BH I va64 FH B ) A0 77 (Wn3R6) , A3 2ILL R 45 5L, tnak 7.

[0054] KON 5 £ Itk g Joe B FH 1 S Ak BE A T

[0055]
H&E (g) St 4-1 S it 514 -2 S 4-3
A& H1 14 25 25 25
T HXUIR 1000 1000 1000
Tem A 4= 35.3 46.87 5.1
vab4 106.2 94.6 136.5
—EAARE 5.9 5.9 5.9
i fig PR % 7.6 7.6 7.6
alifbK 331 430 620

[0056]  SRTHRGG IR FE I FH T 7 DG g 1k 5 1 =5 52 45
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[0057]

I 5 T H SR A-1 | SEREWI 4-2 | SEREW 4-3 | SERER) 3-1 | SEiER 3-2

Sk JE (%) | 52 74. 6 59. 3 85 91

MR (kg) 9.5 10. 2 8. 87 13.6 19,7

B 1) 1 VA 92. 1 90. 7
N 74. 8 78.5 76. 6

HEE (%)

B 1) 1 VA 4.1 3.8
- 18 13 16

HBE RSD (%)

— F UK v 98. 2 97.9
g 93. 1 96. 5 91.2

HEE (%)

[0058] D) FikEe sl R0, vab4 ) & A8 % (SLitifil4-2) A11.6% (SLhafsl4-3) , LA Sk
JER32% (SEHtaf14-1) YA RESEILHAEE H b . BIEURLJE > 70% , BS54 15min s H AR
K T-85% ,RSD<10% , ffi i K T-12kg.

[0059]  sizjafsl4dfilh T2 S 40E#

[0060] A il 71K A AL IR kL T2, # HRAL 75 W3R8, L 5mg /500mg HiA% 10000 Fr HLAR , K
FiPlacket t-BurmanSZ 58 77 2850 AL S HO3AT ik , SEIR2H & S 45 R WK 9.

[0061] 8RR Hi5/ — H XL 5

[0062]
ID%x H&E (g) Ee 41 (%)
A& H 4 50 0.85
ERR — XU 5000 84.7
Tem A 4= 242.1 4.10
vab4 531 9
AR 41.4 0.70
i fig PR % 35.5 0.60
afifr oK 2413 (vab4ik &) 22

[0063] 9 Plackett-BurmansSZie 5454k
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[0064]
d | EEEhAGE | BERIE | B4R | KB | REE | BiRE
J rpm i3 JiMpa | FHHz i3 P (%)
3 1 50 75 0.1 55 40 T2:8
5 2 30 75 0.1 30 50 88.6
9 3 50 80 0.1 30 40 76.7
11 4 50 75 0.1 515 50 71.9
10 5 30 80 0.1 55 40 82.3
4 6 30 80 0.07 55 50 79.8
7 ¥ 50 75 0.07 30 50 72.8
12 8 30 75 0.07 30 40 89.4
6 9 30 75 0.07 55 40 82 T
2 10 30 80 0.1 30 50 80.6
8 11 50 80 0.07 30 40 74.5
1 12 50 80 0.07 55 50 70. 2

[0065]  HHfE 53 1T B , U6 ) 2 55 2 52 Vel JRURE J 2 (1) i 2 1R 35 (P<0.. 05) o i 6 3 2 o 5
N, S A& RN R kD

[0066]  FEILTH2S (B P, T A6 A% BURL £ 22 11 10 2 5002 0% 20 28 3805 30 rpm , 33F XU £ 75
‘C, FZ ALK Sy 1bar, RALINZR30Hz , YRR FE40°C .

(00671 Hy T 50 252 30 55 A 5 M SR JaB P (1) 308 35 DR 3K, Wit — 2 B ph ko i 5 22 8 o ks
5 S5 P e AR PS5 HEAT T 25 5 468 L B I S 2 T S R IR S R R 2R SR A O (R
=0.976) , SHHF R LM IEMOE R*=0.9925) o [KI , iF 5h 48 3 5 35 W e 7 — A& T A
7 Rek B P e ot E H b, HR RV R E AR

[0068]  HH i 2 252 30 5 S S il b T 25 22800, e B AN [R) 5 2 22 3 B (20425 30T pm) il Ji
() UKL R 4 s 2 B0f Al R AR 29 1 2k I R, 25 X6, SR FH GG S P 9 R 0 2 5 15
30min SFA H RE, 25 80 H I S o0 B 2R X 40 ) R0 2 25 S R o s T ) s, &%
R0,

[0069] 103t EE M 52 v20f K T2 HIIX 4 H
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[0070]
15min JEHE (%) CE¥ESD, |30min IEHE (%) CEHBI£SD,
5% n=6) n=6)
20rpm 25rpm 30rpm 20rpm 25rpm 30rpm
62.9+ 78.94 88.4+ 64. 3+ 86. 6+ 90. 6+
oy Y IRE . .
0. 59% 0.91# 1. 02 0. 74% 0.82# 1. 21
. 101. 6% 94, 94 98. 24 103. 1+ 97.94 99. 44+
- FR U .
0. 48% 0. 99# 0.68 0. 54 0.278 0.4

[0071]  *p<0.05 vs 25.30rpm,#p<0.05 vs 30rpm
[0072] RIS R 1 @ BV VAT X 0 T2 2 77, i N 2R T B % N 30rpm A BE 1A £
HIEE15mini# K T-85% () H #5
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