sk 2026 4F 3 HEgE] O 3. HEAH)
% 2024 4£ 12 ALET (45 2 W)

Bl SRR
AR - 34

HEIRNAY SGLT2 PHEH
— 2 BB PRIF UG P A —
et 7 7a Y KA

AFEEER T EES
873969
$E 2.5mg $% Smg
EEES 22600AMX00540000 22600AMX00541000
RSB 2014454 2014 % 5 J

wiewis” Jlg il o TF 2.5mg

s Jly DA 5E BME

Lusef 1 tablets 25mg/ Lusef 1 tablets 5mg

E) EEEMEON LX) MEHT A

2. B2 (ROBEICIEFHBESLEVNI L)

21 TIES b — T A, BERIGHEESIES I T EIE B2 [ L O
A YA PN X D HR 7 B MUE O SR IEASWH & 7 B O THRFA|
DOFEGATH & 22, ]

2.2 TERGYE. TR, BEEIMEOHLEHE (1 oA~
SN & 2 MBS B L N5 O TARK OF 51338 S 7. ]

2.3 RHFN DAt L dHoE OBEERE D & 5 B

3. #ARE - MR
3.1 %
W 58 %4 V7 4 §E 2.5mg Wt 7 4 §E bmg
Wtk F 7)) Ta Y sk
ARG | 1kt Y 7aYy | 1fERLEF ) 7RV Y
L LT 2.5mg L LT 5mg
FLIE A
Fmtra— 2
FrT ) A=)V M)A
v rFaxy ol tbiro—2A
= S s S
wma | 2270 BRI
WLF s >~
<70 T— )b 400
F Vo
TR o A R
3.2 REI DMK
58 %4 #I IV - A R
T Bi] fiilna)
SR
WVt 7 4 8E25mg | 74 VLA @
I—F 4 T
a B (mm) | )£ (mm) | Ex(mg)
7.1 3.2 ) 144
S| T A0 i
=R
Ve 7 18Ebmg | 744 @
I—T 4 YT
" e (mm) | EE (mm) | E& (mg)
# 8.6 #1 5.0 % 286

4. RhEER (3% R
2 BIYEFR R

5. RRER (IR ICEHET

5.1 AFNL 2 BUERIE & W & N BF I L CoRMEH L, 1EHE
BIROBEIZIIRT 2 L v Lo

5.2 KHI DAL D 5 LOWERIFHRROIERTH 5 AP, HEEH)
WL T T AT o 2 LTRSS LG E IR FET 52 Lo

5.3 MEDFRAERE D H 2 HH LENT T OKBEAELZ TIEIA
HOMPPEFETE 2vzo, &5 LawI £ [83, 921,
16.6.1 Z:Hi]

5.4 MEZOEREEE O H 5 B TERA ORI+ RN
WITREMED D B O TG O LEIEZHEIZHIT 52 2 &o [83,
9.2.2, 16.6.1, 17.1.3 ]

*%6. HERUAE
WEL A0 I Eo/RNRIZEvet ) 7Yy E LT
2.5mg % 1 H 1 MEIAHSUIHERIREIEG T 50 2B, FRA
T ik, eI BIE L 205 Smeg 1 H 1 B
THIENTE S,

8. EELEARIIE

8.1 AFOMHIZH 72 o Tld. BE I LAIEEER & OV % O3 iL )
HCoWT ST 5 2 k. [9.1.1, 11.1.1 2]

8.2 RAIPE G-, IMHEESSE 2 B It L, EH ORI % 0
B, 32 AG L CHREIA TG REEITIE, L0 @) 2 iG#
NOEFRERTH L,

8.3 AHIHG LY, EZ L7 F =D A i eGFR DT A&
LNDLZENHLOT, Bikier BT 5 & &bz, B
HERE =BT BT AEE I CH > TTEB 2 T IcBlgT 52 L,
[5.3. 54. 9.2 ]

8.4 JRIBIEGL J UM gl # i 2 L, BHEE %K. YELEE K V& a0
BREPEmIE g (7 v = 23R . WIESE O EFE 2 BRGIEICE S &
DB Do THBRBIEETS B EIREEEGE K O 2B D FE 2
BEL. BELABAIEY 20ELITH & LIz, KRBT
RIEE A ERET 5 T Lo IREGEYS L ORI G DAER L 0N R
FHEICOWTEEZICHHET 22 2, [9.1.2, 11.1.2. 11.1.3 2]

8.5 AAIDFRMEMIZ L Y LR - BHIRDBALND Z DD, Tz,
KRR B 2 EDH DD T, WERKSMEEIT) & O iR
L. B2 1512479 2 ko Bk, MERTHEORFE D SN
BEx. IEERCHIE S oMY 2 i 217 & Lo FRICRTE D %
LR T WEE (BRI EES) 128w Tid, Bk
RERIRE N7 Y R =V A, BB S I R, NS A &
tollnfe - EBRIESORBIEZTH 2 &, [9.13, 9.8.2, 10.2,
11.1.4 1]

8.6 AHKIDOVERHEECTH 2R 7 )V 3 — AHEMEAEVER 2 & 0 L I
Iy bU—VDSRIFTH o THORRMMBAHEHSTLEL, 7 M= AN
Hob, T N7V R=YRIZEBLZEDNEDH S,

*8.6.1 FLWIIKED LA ZED R WEEND L7200, LITFOEIHE

BEToHZ k.

(1) - Wk, ARGEGE. 186, M2 08, B, K
W, R ES ORI O NEA X, P UIRT A b
EHSE R SR ERT A L, BEAED SN BAITIE
BeH AL, BURREZIT) 2 &,

(2) #riZ, A ¥ A YOWEEDIRT . A > 2 YK oRE e T
1y PRI, EFEIRR ., EIE. Bk EED 8

[41 ]



BETr b7 Y RF=Y AR BB LT WO T, BlEgE 551217
&
(B) BEIH L., UToHEIRETL L,
S N7V R=Y AR CEL - B, ARGEE. BERh. e
g, BRI, PRI, SR ELS),
SN T Y R =Y ADFERDTERD S NG E I B IR R
AT AT L,
CMAEESEE TR EL T N T Y R—=2 ALY 52k,
*8.6.2 AHl % & SGLT2 [HEHI OF G il Mg i 5 5 5
HMEND L) ELIRB 7V T —= 2R O b7 =3 A0
W L7 REBIASRE STV B 2o, LEIZS U CREEZNET 5
T EBEE TICT) T L,
[11.1.5 ]
8.7 RHIHEG I L AKREF DD SN T B 720, WEOKERA
CEET LI L,

8.8 HERMEE, #JR. ZIRH L VIIRFOIERE ET 2 HBEIIBWT
2. ZOBEZELETHE L LIMHTOBRBLELET LI L,
8.9 IR EZE T2 L 23H DT, EFE¥E., HEEOEHRLS
WCHEEL TV EFIHRET AL X REETH I L, [11.1.1 2]

9. HENERZETHIERBICHT AR
9.1 &HHE - BIEEEDH 2 BE

911 BRMFEFRITHEZTNDH ZUTOEERITIKEE
- T AR REA A IR B R R R 0 B
CREEARRUIREE, HLECIREE, AN AFEIN, AFENEOR

JE I FEGIREED B
LW AR A AT ) BE
CBEOT VO — LA BT 2 RS
(8.1, 11.1.1 ]

9.1.2 RIBERE., MBRBLOHIEE
JERZEAL XS L BEND DS, [84, 11.1.2, 11.1.3 ]

913 RAZEBILP®TVESE (MEJI> FO—-ILIFEBHTRRD
BE. g, AIRSIGHHRESE)
KENOFRIEFIZ X W BiKEZREZ ST BENDDH B, [85, 10.2,
11.1.4 28]

9.2 BipERESEE

921 BEEDEBHEEREE (eGFR A 15mL/min/1.73m? B _E 29mL/
min/1.73m* A F) D& 3 BEXIENPOKRBBERLEE
B LI b, RAOMEPMEFTE vz, [53. 83,
16.6.1 1]

922 MEEDBHEERE (eGFR » 30mL/min/1.73m? 2l £
59mL/min/1.73m* LI F) D& 3 HEE
P50 WM A EE W B 2 o REIORESTFITES N
HWVIEENEA D B [5.4. 8.3, 16.6.1, 17.1.3 /]

9.3 FfHpElE=EE

9.3.1 EEDIFHEEEREE (Child-Pugh 948 Class C) M& 3 8%

EIEOIFHRERE D B B BFILRRER TR SN T 5,
*%9.5 1FF

TR SOTIFR LTV B TTREVED & 2 PEIid A~ A ) v 3|15 % 4f

MTaZ e L, AANIHRG LA & BFER (52 ) 128

WO, IEIREY 1 150mg/kg/H (i R EEEHESR & (10 10

5mg) =5 L7726 oRER (AUC) O/ 47 15) DL Ea#E0#%

LA, BEWOKRER T ISGER L -BRER, BILEEX

LS PR RS A ST wW b, BIERR (5 v b)) T &

#%21 H~91 HOBBEEIZ LY . DHEEY THELRIESHRE S Tw

Lo T, WEE (5 ) THRENOBITIRE SN TWS,

9.6 &R
BIHOLHICEIAFE G PRI L 2w 2 F L v, BiE
B (v b)) THITHPANOBITHARE SN TV D,
*k97 NRZE

R, A lE, FUE. SIESUE 10 ki o/ 2 bR &

L7223 OV A 2 40 & L - B REBRIT M L TV v
9.8 S

9.8.1 BFOINEZBIS L 20 BEIRGT 52 L. —RiIZHER

B TIRAEBERESET L TV b,

9.82 BiAKDFEHIEET 5T Lo mlnE Ik LT <,
F 700 BAKEER (He5E) ORMPENS BZNDDH 5. [85,
11.1.4 2]

10. HE1EHA
10.2 AR (BERICEET R L)

A WEAREIR - FEE | B - bR

LURIVEE S IR 582 | MR TIERAS
ANERZI T LT H VBT, MAEHEZ | WiEShb,
VU7 A R DOHLEE OIREEE 55
FTN) TV B 2D o&k57T 5
DPP-4 [ k. ANk Ly L
-7V y—YRHEE TH. A A1)

BNEL A > A0 R AESE | 3 1x GLP-1 % 75 1k 1k
GLP-1 Z A AEBh3E BSEO P& MY 5
A 22 v B Z&,

P

[11.1.1 7]

AR T 1R % 38503 2 387 MAEAEZ OB O | s TR 2
B - e BETOBIg L A0S | Mikshb,
) FOVERRIEFH] 5452k,

MAO i3
7477 — bR
s

AR RE TR % 553 % 3874 MAEfE 2 OfbLEZ O | s T 1EH 2
7T RLFY v BETOBRLADS | REEsShb,
BB R E ARV E BH5352 L,

FURIR A L £~

FIREE B CRRIED R | FIFRIEH 2384 5
bo— TR SR mAERBEST L E0E | Shbd,
FATHA RRFRLE THI L,
>

[85. 9.1.3. 11.1.4, 16.7 Z#]

11. BHMER

WOBWERDSH Sb D 2 DB LD T, BEL T/ T, BE

SRR NI AT G- 2 Ik 5 5 7 Y R LEEZ T T &,

11.1 EXLEMER

k1111 RILE (1.2% )

(RIMAESEIR SRR SN 7HA 1, E 25 aR v BN 5 7%
R MERIT) S ke 2L, «- VAV y—PHERLE
DOHFAERZIE 7 P2 8%59 25 2 & [8.1. 89, 9.1.1, 10.2,
17.1.2 2]

*%11.1.2 BEBX (0.1%). BUMAE (GEEARIH)

BEBREDH S b, BiiE BREES 3 v 7 2&58) 1225
ZENDH D, [84. 912 %]

*%11.1.3 SR RUOSEEBOIBIEMHER (ZILZTHE) (0.1%)
HHBEER N OB O BIEM AR 5 (7 )V = Zi8H) 2 S b,
WeiiniE (MIEYES 2 v 2 2 &) 2L DD Do [84.
9.1.2. 17.1.4 1]

11.1.4 K (0.1%)
138, £k, BR, MEKTEOIERYD 5 bFikrgEbi s
WA, REERHI S oMY 2 i 2 47 Z ko BiAKICE ] &fE
SAEZE % & O Iife - SBRIES T B L 2B HmE s N T b,
[8.5. 9.1.3, 9.8, 10.2 =]

MASHF "RTIR—2 X HEARH)
FRTYR=VA BEREET VTV =V RA%ED) BdHbb
N5 EDHAH, [86. 86.1. 86.2 %]

) K E COENERRE (OB 0 L 2 Wia) ROV
VIS TIAIEER (R bRV I VIEBERIRD) OFRICET VT WD,

11.2 ZOMOEIER

1~3% Al 1% Al SHEEARI
JEHIE A PR ¥ T HE. SRR
lifEN R MERS I
e A REED T, FEED | RS
RNV
B Ok B IRl &
MR AR
HEE fE T B RES R | L, TR,
FL I, R JEERAN i
BEJE R OBz T E N Z ) FEAE, EE
HkpREE JfRZ




1~3% Ay 1% Al HHEEANE U . Crnax toax ti2 AUC™
PR BT g/ h) (| (ng'h/mL)
R B OHi wiich ne/m ng h/m
A G e
AL LA | 1192270 | 5%'3‘)? s) | 92440928 | 864+132
B RO gES | IR %R (25“;% S
k| BRAR O | IR IR % U 7 HE | 136420 ( 0.500 92040710 | 899148
e 0.500, 3.00)
— ik - ALy g, B Wi, 220 5 1HH | 243+457 © 5%'(‘:’0? 00) 8.96+1.11 1690 = 271
k| FpRHAE sk b >4k | CRP RN, FIMERECH | (TR, i (ed) 50
BMLRER2 | Ny A"~ bt 27V y b | oL T7F= 7HH | 299+50.3 © 50'0 1.00) 9.54+1.26 1880 + 318
IzuzuT | i NEZTECEL | R — S
DR, R | RN R R Tl = R
O mERRETE | B R B . bR A IR X1 Ll (R, BRORTE)
PE. RAPEE . Ji %21 H HiE AUCe-. 7 H HIx AUCo2u
ARIMERB . NAG B0,
JRT VT S Btk 16.2 BRYR

12. BRRERBRICRITTHE
ARHENIOMERBREAZ LD ARFRA IS RBERS . 1 1,5-AG (1,5-
Tre RaZnvy b—=)v) BEERT. REE, MG 1,5-AG Ot
R, M PO — LB EL IS0 THEETLI L,

14. ERALOEE

141 FEIZFEDEER
PTP @20 IEHNE PTP ¥ — M SO L CIRMT % L) 1RES %
T LLPTP ¥ — N OEAKIC X 0 S SR A B R AT A L TS
32 LA B L TR RSO REE 2 GIHER IR T2 L 0B 5,

15. ZOfDEE

15.2 FERERRAERICE D 158
Ml » M2kt 7Y 7Y 24, 20, 100mg/kg/H % 104
ARG L 7228 A B ER IS BT, LS 100me/kg/H (5%
KEGRMESEH = (1 H 11 5mg) %35 L7oHEoHER (AUC)
DR 1848) EIG Lo & &, RIBNCEGMIIE. KL B
T OB IS ) > 7 SE S I B 355 0 58 AR S B I ATRE D & 4172,

16. EYENE

16.1 Mg

*%16.1.1 BEERS
R AR V4 7)) 710 Y 2 2.5mg % 29I M [ 14
572k & QU R0 L ONE VA M2 O EEER 2 OY
WEEE ST A —F T OEBY TH -7,

120 -
100 -
2 i —o— LA yondy
S 80 - —— M2
E( |
# 0
&
& |
g 40 -
FiEEFERE
20 /\Q\Enﬂ?)
At SN
4 8 12 24 48 72

16.2.1 BEOHE
TR ABYE 96) (Vb7 7ay >y 25mg & 225, &
B5 0 (A UIHE30 5% (B ICHERERS L7z
L X, Cmax X U AUCoz2n DRI D I & 2 D 90% 15 HA X [H]
3. EH/ART0.790 [0.670, 0.933] K U8 0.986 [0.958, 1.01].
2% 5 e /40 R C 0.922 [0.781, 1.09] K 18 0.980 [0.953, 1.01], £
Fh/Ze I s C 0.857 [0.726, 1.01] K 0 1.01 [0.977, 1.04]. & Hi/
ZEfEREC 1.08 [0.919, 1.28] J%1r 1.02 [0.991, 1.05] TH - 7Y,

16.3 9%

16.3.1 EE#EAE
b oMM C B 5 & AR IE, 50~5000ng/mL @ # B T
96.0~96.3% T - 7= (in vitro, FBH L) o

16.4 X3

EER ARSIV 7)) 70D v RS- Lz L EoiMsE R o
JRPOFEERHW & LT, OB F ik (M2), =5 )VFEEKIHDK
FELDO D HIEAL S 7z VR YRk (M17), Vet 7)) 7ad >y
OV Ty BEAER (M8) KUM2O 7V 0y iRiak
(M12) 23 572", %o, M2 13 SGLT2 EMEH 2 55 1%
R THY, b b SGLT2 4 L7227V a— 2R A G
(SGLT2 7 s HME) 12xhd 2 KRR O M2 @ 50% BH 2
(ICso f) &, FNZ12.26 % U 4.01nmol/L Td - 7-% (in vitro)
Ve 7y 7adr of#IcIEd L LT CYP3A4/5. 4A11. 4F2.
4F3B % UN UGTIAL A 5-3 % & L AR a2 (in vitro)

Vbt 7y 7a Y 2 iE CYP2C19 12xf L CTHIWV R ENER (ICs i -
58.3umol/L) % 7% L7275, CYP1A2. 2A6. 2B6. 2C8. 2C9. 2D6.
2E1 J0F 3A4 I A % BLEAEHIER & 2o 72 (ICs0>100pmol/L)”
(in vitro) o NV F 7)) 783 21k CYP1A2 & UF 2B6 % HisE 437,
CYP3A4 120 LES W FHEAER 2% L 72257 (in vitro) . BN 2 BUREER
REEHEIZBWTRR68-L FOF L a)VF /= ViEELIRIEEL LT
a7 CYP3A4 2553 L e 2p 5 2% (WREADF— %),

16.5 Bttt

TR ABME OB6)) [t F 7Y 70y > 25mg % 2S5 IR HL A%
L% G- Lz b &, %55 72 B TCoRELEDFE R F
WE) 13 447% TH o720

Vit 7)) 7uad Vi PHERE (Pgp) OEEATHo77205 7L
HAMEEEE BCRP), HH 7 =F Yk REY X7 F F
(OATP1B1. OATP1B3). H#7 =4 >~ b5 » AR—4% — (OATIL.
OAT3) LUHHH F+ > o v ZAE—%— (0OCT2) DI-ETIZ
Lrotze 720 bbA ) 71 Y 21k OATPIB3 ISk LEG
5 W (ICs fili : 93.1umol/L) % 7% L 7z 7% P-gp. BCRP,
OATP1B1. OAT1, OAT3 &% U OCT2 \Zxf 3 % HEM IR S 2
572 (IC5>100pmol/L)” (in vitro)

166 HEDHEREF T 2BE
*%16.6.1 BEHREEE

0
B E5®ORE (h)
. Cuax tomax ti2 AUCo-
A =N By IIJ" a8
B8 HERR (ng/mL) (h) (h) (ng-h/mL)
e 1.00
2.5mg A7) 7ar s | 100+22.3 (0,500, 2.00) 11.2+1.05 | 1000+ 163
n=9) M2 3.98+0.538 6.00 13.4+1.11| 122+15.9
R (1.50, 12.0) o o
S = AR

M ALl (R IME, )

*%16.1.2 RIEHRE
WA 2 BUBE R RE I Ve 7)) 7Y~ 25mg it 5mg & 1
H 17 HEAERLRS L7- & & OREARO S THRE N 2
—FRUTFTDOEBYTHo 720 B, #5 7 HHD AUCoum 2
SEM L 72 EAH Y M2 O RZLEISH 2 E VI, 2.5mg
T U bmg B G-I BT ENZEN 14.0 KT 14.8% T - 7227,

BB E 2 0 ) A 2 BB K IR E R T AT DK
N 2 BUERIFEF V4 7)) 70 v Smg & BRI G L
72& &, Cow [ EBHREOKTICHEVET S 2R LAY,



BEX Bt )ﬁﬁ - ‘ ]
Yo | G | te | AUCh- |JREEHRIE™
ecpRe | (me/mb) | (h) W |ogh/mD| (@
I 0.500
[90 PA L] |272+86.4 © 00,1 00) 10.4+0.832 | 2010+508 | 88.3%36.9
(n=11) -oU0, 1
HE 0.500
[60~89] |244+53.4 (0.250, 6.00) | 109%0.752| 2070395 | 69.7+19.1
(n=17) -49Y, B
" [é] 5:15(%] 222675 o s0) | 112268 | 2160878 | 5732149
E [(31?:14’;)] 211625 5%5’0;)2 o) | 110149 | 2060 =414 | 353108
T 1.50
[15~29] |195+63.1 : 13.1+3.62 | 2420+657 | 21.8+7.10
(n=6) (0.500, 4.00)
S = R (i

¥ 1 HERGRERIREEE (mL/min/1.73m?)

¥ 20 el (FR/ME, FeKMH)

% 31 L5 24R5 % F CORRIRBHERE O N2 1 v (501 H) 25 0% b

*%16.6.2 frigeEEES

FREERE F CTORANTRFER S8 I O IEFITHREEE A 5 5 BB ER
FHIVEA 7)) 7uY y bmg w BRI G L72E & Coa &
EFITHERE R A5 DB BRE & JLE L C R S IR RERE 4 T
BT LAY

IR REREE DR Conax tonae™ ti2 AUCo--
[Child-Pugh 474#] | (ng/mL) (h) (h) (ng-h/mL)
<:1T f; 228+80.6 (0.5%30200> 11.0=1.17 | 1800427
%fg(n@;)ss Al gag+549 <o.5(())6?(())(.)500> 109+1.14 | 1720+523
EPQF%H [:(:51§1ss B | 170+284 <0.5(())6?%(.)500> 12.9+1.85 | 1780260

P+ R
L (M, FefE)
16.6.3 SeE
g (65l LB 246]) vkt 7)) 7Yy bmg &
HAE I G- L7z & & O Cinax LN AUCooo  CEIME + fZHE(R 2£)
1 256 +63.6ng/mL J% U 2050 =307ng-h/mL T H . FIRERT
DR B 20~40 O BE R A B Q1) 12ty 70
YV 5mg FHEEREOHEG L7z E & D Cuu & U AUCe- 1 205+
53.5ng/mL % U8 1930 =290ng-h/mL T - 72,
*%16.6.4 R

ANV 2 TUREIRIR B E (9~177%) (2vbd 7)) 70 > 25mg X
¥ 5mg % F N FNEIE AT H AR %S L7 & & ol kA
LIREEHEE L VEYBENRT A —=FIZUTOEB) THo

16.7 EMHEEER
TR ANBEEIC Vet 7)) 7 a3 b BFEER A GRS L8
B RYIBRE/ ST A — S AOFEBIILUTOL B ) Th o 72017

AR S Io)
T BeREEE | AR . (D P 55 / A 518
-3 blill g
PR s gsw| WERR T T Ao
[90%E X ] | [90%15 X ]
R s 1.00 1.00
gy avy | me | omg ¥ (ni 12) | [0.898,1.12] | [0.977,1.03]
HE | R g 2y R 1.03 1.07
(n=12) [0.949,1.12] | [1.04,1.10]
e DA 0.925 0.985
| 250mg | 5mg |¥¥ (n=12) | [0.845,1.01] | [0.964,1.01]
ANKNVI Y = o
LA I T B R N P 0.999 1.04
(n=12) [0.897, 1.11] | [0.953, 1.14]
0.2mg N
1 e 5mg |Vt s 70 1.09 0.999
RZVA=ATHSEN w1 o0 (n=12) | [0.984, 1.21] | [0.957, 1.04]
7 HIH
e A 0.851 0.953
<y | Somg | 5mg vv (n=12) |[0.761,0.952] | [0.931, 0.975]
b LA N R 1.02 1.04
(n=12) [0.915,1.14] | [0.938, 1.16]
Vet sy 7u 1.16 0.939
Yv (n=12) | [1.04,1.30] |[0.897,0.982]
Vs 5y 0.884 0.896™
(n=12) [0.746, 1.05] | [0.774, 1.04]
30mg Smg (VA s Yy
Vo217 O Vg M
F7% |1 H 1 Bl | e M 1.04 1.01%
7HME B [0.973,1.11] | [0.945, 1.07]
(n=12)
i;ﬂ:@ T 1.03*
- [0.947,1.07] | [0.977,1.09]
(n=12)
R A 0.967 0.986
| somg | 5mg |¥¥ (n=12) | [0.914,1.02] | [0.948, 1.03]
yTFY | 0
Hml HE s g ) s 0.983 1.03
(n=12) [0.922,1.05] | [1.01,1.05]
Vtt 7)) 7u 1.07 1.13
| A0mg g [P (n=12) | [0.980,1.17] | [1.08,1.18]
JaLIF (1H1E]|
anp | FE 7aeIy 1.36 1.14%
(n=12) [1.19,1.54] | [1.07,1.21]
Vet sy 7 1.16 111
vknyono| M e | U (n=12) | [1.04,1.31] | [107,1.16]
o 1TH1ME| -
F7YF AHMN HiEl v poyoos 1.09 1.11%
7Y F(n=12) | [0.974,1.23] | [1.08,1.15]
% 1 AUCo-24n
17. BRERRIE

7219 171 BHHRORSMICET 3 HR
300 17.1.1 Bk
S RNBoEY = BT/
- o TP B S 25me (6) (1) 77w FHB-EERERHE (RERTHR/ M 15
- JLEA4 5 T7AS Y 5mg (n=7) B&/ERA)
200 O SEBREIC TS O > b O — VA4 e BN 2 BB SR
£ B (280 41) MRS, VEAZ ) 710 Y Y Img. 2.5mg.
§15° 5mg. 10mg X &7 5t AR% 1 H 1 (8] 12 38 B 81 £w 12 6 5
o0 L7ze #HRIIUTOLBY TH- 722,
H
i o 54t (= HbAlc (NGSP fi) 221 R IR 8 Frih 2 TR R OB
g 50 FHEERERE %) (mg/dL) (mg/dL)
0 . . - ¢ 5 f;f‘gsg 75k i{‘ggg 75 €K iﬁﬂ 75K
0 6 12 18 2 | o | ro | pol | sor | pol | co
BEHOEM (h) ZALht 2Lkt 25k
e 0.22 8.1 37
T Cinax ™! ti2 AUCo-- TIEARN 192 10 — [2.6, — [-68 | —
BOE| WERR | p/mD) (h) (h) (ng-h/mL) (n=57) | =084 4] 13.6] 14.3]
. 0.500 sty . . .
Vet 7avy | 114346 7.89+0974 | 787=193 ~039 | 0617 | —168 | —24.9" | -527 | —564"
(2-5_“}515) (0.467, 0.983) 2 Z:m/g fé)% [-051, | [-0.78, | [-223, | [-32.7, | [-635, | [~716,
n= M2 455+ 1.49 3.98 167388 | 131+363 (n=56) —027] | —044] | —11.3] | —17.1] | —419] | —41.3]
(1.95, 4.08) >
vt 7 # # #
e 0.500 ~046 | —0.68% | 210 | —20.1% | —554 | -5092
smg |7V 2EEI00] (467 1.00) | B22F149 | 1500365 ) 77| IS0 1-0s8, | [-085, | [-267, | [~37.0, | [-665, | [~745,
(n=7) 397 , : e | | m034) | —0s1) | —153] | -212] | —443] | ~438]
M2 8.91+4.03 : 16.4+4.95% | 266+ 36.1% _ __
(0.983, 8.00) T G AR © P + R (R 2
SPIGME + BT YHHINLOBLE, TR EOE RNl
¥ 1 (f/dMiE, e fiE) #:p<0.001 (B 5-FMEFFOMAELZw L L2 EGRLSD &), [ 1 13m
¥2:n=5 95% 15 H X [H]



B Ve H 56 31 ) 4 13 2.5mg BE T 16.1% (9 51/56 1), 5mg B T
16.7% (9 Bl/54 B) Td - 720 T 7 BIE M 1 2.5mg i THi R
89% (5#1/56 %), R T IV 7 3 ¥ Bl & OV 1198 % 3.6% (2
BI/56 B1) . R N AREEYE 1.8% (161/56 1) Ta Y. 5Smg
TECHUR 5.6% BHI/5461). IR B2 7 a7a>7) N 3.7%
QBI/5461) . R 7 V7 2 VMR ORA T N AR TES 1.9%
(A BI/54 ) Th 72" %, IKMHEHEOREIVEHZEBE S,
7o REGH, VA7) 78T Y Img, 2.5mg. 5mg.
10mg 5 EH VT NOFZ BT D 0% (57 B, 55 %1, 56 B, 54
B, 58 Gt 0 Bl) TdHo 72",

(2) F7EARMB_EEHRILEHR (REERER/SE IHARR/ER)
A EENEE I CILEE T > b O — VSR e BN 2 BB R
B (158 1) #xtRIZ, VbA 7)) 7uyr 25mg i 7o+
R 1H 1 24 EMEIERTICRRIOES Lz, U Toss
DT,

HbAlc (NGSP fifi) ZEfIREIAE A | ok 2 IR R I i
(%) (mg/dL) (mg/dL)
e EEacail S - S5 &%} B s e
st 200 | vox | P20 | von | P2 | o
e s ZAbE AR
Soex| g17 | 018 -0.8 11
(n=79) | 00| [7004 | — [-54, | — [-80, | —
029 3.7] 10.1]
i}w;gi g14 | 063 -0.75% | -283 | —27.5% | -558 | —56.8%
< 25me| 001 | [~079, | [-0.99,| [-329, | [~33.9, | [-647, | [-69.6,
(n:'mf UM —046] | —052] | —23.8) | —211) | -46.8] | —44.1]

P 5-PiAARE I fil + B (R
B GHir b OBALE, 7T RE0E RN RETIE
# 1 p<0.001(F G- FlaRF O 2 IS5 & LTI #r), L TIEmf 95% (=X

EMERZEHE G Vet 7Y 7ay 5T T7.6% (6%1/79
) T, I L -EIERNEHEIR 2.5% (2 61/79 61) . 5 B AR IG 1R
BN, I N RN, RImBERE. ZIR. BEEEZ O HEIE &
1.3% (A BI/79B1) T -7 %, IR O BIVEH S B E
i, T REGETO% OBI/796), vEeF ) TOY v
FEHHET 1.3% (1 H1/79 1) Tdh o722,

Q) REAHREHER (FIMHEHR/ER)
- EEREIC T T v b O — VSR e A 2 B PR R
B (2990)) xSz, w427 78 Y 2 25mg Xk 5mg
(BgEmE) % 1 H 1A 52 EEF ARG Lz B 5B
HbAlc (NGSP ) : 7.67+0.66%]c Nt 27U 70y 33k M
) & ) HbAle (NGSP ) #{XT &+, 52 @EHZBIT 5%
5B 2 5 o HbAle (NGSP i) ZE{bi (CF39ME (i 95%
X)) 12-050 (—0.6, —04) % THhH., 52HITbioT
g L7z g > b o — uhsE s 2w
BEIMEH B BIEI 413 16.7% (50 #1/299 1) TdH V. o F % EIE
T, R R OB PR 4% 3.0% (9 191/299 %), 1178 1.7% (5 11/299
Bl). R R23 7 u a7 ) N K OV I BE E 4 1.3% (4
B1/299 B1) . R\ T IVT I UEER O b AR 1.0%
(341/299 ) T 7%,

17.1.2 $RAEE

(1) BOmEETEEOHARPREAR (BEIHARR/ER)
- B N OSRIIAE R T 3o Bty [A V= L
TH (15060, €7 A FEE (176, FT )Y o3 (95
Bl). a-7 Va3 sy —EHEE (105 %)), DPP4 fHEZE (111
Bl RN A > 2 arwMEERE (59 F1)] (I CImAED >~ b
— VDA 2 BB RIGEE 2RI, vt ) 7ay
> 25mg i 5mg (BAEEE) %2 1 H 117 52 M0 R %
Bl 7ze fERIZUTOEBY TH o 72252

HbAle (NGSP ) (%)
(7;}: ;LS('; p LT 8.07+0.85 ~0.63 [ 0.8, —0.5)
(tr; 1171;; 1 784071 ~061 [-0.7, —0.5)
(‘anfgs Yy vHER 7.85+0.77 ~0.68 [ 0.8, —0.5]
?;Z 9/5;) v 7.95+0.92 ~0.60 [~0.8, —04]

HbAlc (NGSPft) (%)
B PR e | 2552 BT S
BOWER | pgies okin
DPP-4 L3
A 7.88+0.78 ~0.52 [—0.6, —0.4]
SHARTE A e S
fff;;j FAN LRIEEIE | g 04088 ~059 [-0.8, —0.4]

e BAARE | TN = B

BRI 5 02 T, [ ) (XTI 95% [ EIX
RIAEE OBITERZEBEIS1Z, A VAR L 7 HIBEHEE © 8.7%
(A3 BI/150 1), ¥ 77 F A RIS : 2.6% (361/117 B1). F
T Y HEGEER - 2.1% (2 61/95 1) . DPP-4 FHEIE ARy
0.9% (1I/111 Bl) . FEEDEL A > A o 45 WA e SEE O T B« 1.7%
A BB B THotro a-ZNaY ¥ —FHERE OHTTIE
IRIMAEHE 123060 & N7z Ao 729029
(2 12 A EDHARBRSHER (BERFTERERRHR/
ER)
B - EERE R A A SRS TUIE T T — LAV
SN 2 BRI E (233 61) EXRIC, veA ) 7Y
v 25mg XIx 7T R%E1H1[E 16 M AR ICRELES L
7o DT O L BY THo 72,

HbAlc (NGSP i) (%)
sty | FIIREO | ooy oz
A
7T R 0.29
(n="74) 884083 [0.1,0.5]
VtF ) 7aY s 2.5mg -0.77 -1.07"
(n=159) 8.70=0.83 [-0.9, —0.6] [-13, -0.9]

P G- BAGRE | TN = R

LA S OLLE, T TR EDE L /N

# 1 p<0.001(Fx 5-BRARE O 26258 & LTS i), L AT MI95% S MK F
RIMHHE ORITERZSEBE S, 77 v RE5HT 10.8% (8 f1/74
B, vkt s 7u Y oS T 18.9% (30 #1/159 B) TH o
f:27).28)o
16 A —EEHEMICVEF 7Y 700 VHEHEICE DS
. 36 B OIEEHRENICREAT L, 52 B MkEH S (5mg ~D
wrEd) LZIERIZBWT, HbAle (NGSP ) oZfb&E (F
M (A 95% EHEIX ) 1£—1.00 (=11, —=0.9) % TH-7-""%,
RIMAEE OBIER SR E A%, 52 ML+ 7)) 70 Y
XG5BT 29.6% (47 1/159 B1) Ta - 7272,

(3) GLP-1 2R AEHEL OHARGAKRSHR (BERTERER

SRER/ER)
A - JEBYE T O GLP-1 2 2R R Bl 3E o0 Bl i (2 C i o
M= VAR FG A 2 TIFERE RS (76 B1) % AFHRIZ,
kF ) 7aY r 25mg ik Smg (BEEKE) %2 1 H 108528
MR RTICAR G- L 7o 5 RIEUT oL B0 Th - 727,

HbAlc (NGSP 1) (%)

S - 125 52 WFFZ 51T 5

BT BRaE B & O AL

GLP-1 i‘?ﬁi{’ﬁ%}]}: 8.52+1.08 -0.68 [-0.9, —0.5]
(n=76)

B BRGNSl + (R
B mir b OZALE  PIghE, [ ] 1w 95% 15X

AT O RIVE RSB43, 6.6% (561/76 1) Th o722,

17.1.3 BiSEEREEEICH T 2APMRR (BIHERR/ERN)
AR EE ) B AR S % (eGFR %% 30mL/min/1.73m? L b 59mL/
min/1.73m* DLF) % #E 5 A 2 TUREFR IS B (145 61) %X} 5
2. vk sy 7uYy 25mg XiE 7T K% 1 H 10 24 JH
ARG L7 fSIEUToEB ) Th - 72%,

HbAlc (NGSP 1) (%)
permmy | TIPSO o e oz
EAbE
7T R 0.09
(n=50) 769065 [-0.1,0.3]
VA7) 7aY s 25mg -0.11 -0.19"
(n=95) 772068 [-0.2,0.0] [-0.4,0.0]

Bl RGP = (R 22
BGHIA S OB, 7T RE D% RN RTFIE
b 1 p<0.05(F5-FaRE O M & 25 & LT HoAT), [ 13T RI95%/E HRIX H

_5_



4 WMo _FEERHICVEA 7)) 7a Y yEGEICEN) AT S
N, 28 A OIEE W IZRAT L, 52 MAIAkGR S (Smg ~ 1
BeE&L) LERIZB VT, HbAle (NGSPfii) 28L& (P
(I 95% X RT)) 12 -0.30 (—04, —0.2) % Tdh -7,
BIEH B E A 52 MVt 7)) 70y v 58T 25.3%
(24 B1/95%1) TadH Y. F o F 2 EIEH I AER5.3% (5 51/95
B) . BEIR 4.2% (4151795 1), RIMBEE 4.2% (4 61/95 1) . JEzht
95, R g2 zuarza ) YN, I b AR, ixA gE
% 2.1% (241/9561) Ta - 7>,

*¥%171.4 NREEBICB T B TS AMNB_ESHRER/ RPBS5HER
(B I AERER/ERN)
EH - EERC T T > N O — AR5 % /N 2 BUE IR R
BE (10~17/%) (486 *ZxHiz, WtF 5 70V Y 25mg
Xix 772 R% 1H 1A 12 BRI S Lz. ve s
7Y 7udy 25mg ORI TOLEB) TH Y, T
HHTHD [Vt 7)) 70y BT 555G 515
12 JAK; £ T HbAlc 21t ] 122\ T, Tl 95% {ZHAIX M o> F
FRA L2 FFRT 12 3% 08 & N2 BEMZEAED 0.00% % T [ - 72,

HbAlc (NGSP1H) (%)

N . %512 B 3BT B4 500
BTt 5 OLEILE (P
;wzc fjn Z lzn7=§1~§ 7 8.79+1.04 -145 [-1.78, —1.11]

P G- BlGRE © SPIMH + e

e 5 12 BRE O KMEIL LOCF B2 & D HlisE T 2 2 & & S hzzhs, Rl
ENlempoi

[ ] &t oA 360 < T 95% 1S M X R

VA7) 7ad YERTT T REOKRIIUTOLEB) TH

> f:31>o
HbAlc (NGSP 1) (%)
e GBREEE | FeGHI0 0 OZ LR | 7T RREDE
Zn?f;; 901135 [- 0.%22,80.87] o
i féﬁé 'énizlg | srorton | 1.&2?{81.04] [- 2.;9?7—61.02]

B BRI - TSl
B & OBILR, 77K E 0 T ACEIE, [ ] AT 05%
X

128 _EERIICVEE 7 ) 70 RS RICE D TS
. 40 BRI OIEE W ICRAT L. 52 BRTRkG% S (5mg ~OH
BEEat) L7ERICBWT, HbAle (NGSP1H) ZbE (3
it £ BEAEAR72) 14 - 1.16+1.49% Td - 7-°V, BIVER S BIE &1
528NV A ) Ta Y o GEET 35.5% (11 61/3161) THo
7oo TOELEWERNGER. ML, YMEEIE D » 2 FE. ZIR
% 6.5% (261/3161) THhYH. 7N =TEHA3.2% (1 %/31 11)
B 5N, [11.1.3 ]

MHlAAN S N EFHOMRE (kg) KU BMI OHLfl [R/ME, fRAfH)
E ENENT75.00 [36.2,110.4]. 27.85 [17.0,41.1] ThH -7,

18. FExhEIE
18.1 1T

RO TR E I Z BN TNV T = ZAOFHRINEHS F F ) 7 4=

7V a— AR 2 (sodium glucose cotransporter 2; SGLT2)

OWFEMEZFAE L, M o@E 2 7V a— A% RPICHET 22 & T

IR %4 S 27000

18.2 SGLT2 fHE/ER
v b SGLT2 % 4r L7z 7 v 3 — ZAHLY iA& G (SGLT2 S8 3
o) % BIRAYICHE L 72 (Kifli © 1.1nmol/L)*"% (in vitro) .

18.3 R¥EHEHERA

18.3.1 JilLiiii 2 TUAE IR E 7V (Zucker Fatty 7 v b 208 db/db 7
Z) BT, HERE LG &) JRAEEIE R (%51 8 it
24 W) AN S22 F 720 JEINE 2 BB R E 7L
(GK7 v M) 128V, 20 HB ORMEG 12 LD RAESR &
(5% 24 WER) % Bin s 722,

18.3.2 LA 2 TUREIR I BE A X RIZ, VA4 7)) 78 2.5mg,
Smg Xi¥ 7 tR%1H1E7HMEBARICKEOKRS Lz, v
A7) 7aY s id ST RIS R 24 KRR F T o hRpEE
Fl S D R

18.4 M¥ERET1ER

18.4.1 I 2 BUBEJR K€ 7V (Zucker Fatty 7 v b) 12BWT, H
MR 512 & 0 B AR (2 o B L7 2 BRI L 722 S 720 B
il 2 TAE PR E 7V (db/db v ) I2BWT, 4 D101
B AR 512 L W EAEZ O v DONR—ZA T4 Vb D
fLEE T &272%, 512, R 2 BN E 7V (GK 7
v M) IZBWT, 208 OREESICL Y EfbAaT oY Vil
BT s8R,

18.4.2 N 2 BB SRR HE 0T R IS, VEF ) 7uY » 25mg,
S5mg XX 771 K% 1H1E7HBERAARISROES L, v
A7) 7a Y TR RICENEE, BEROY EOLER
4 BERIZ B A MUBEME AUC, IF OF (2 22 I8 F MBSl % Ocss &

2),3
7229,

19. FRR S ICEET 2 E{E2HIAR
—HERR vt 7y 7 a Y KA (Luseogliflozin Hydrate)
L2724 (2S,3R,4R,5S,6R)-2-{5-[ (4-Ethoxyphenyl) methyl]-2-methoxy-
4-methylphenyl}-6- (hydroxymethyl) thiane-3,4,5-triol hydrate
b

- XHzo

75 F3% 0 C2sHz006S - #H20

TR 143455 (MK & L T)

TR HEOH KR TH D, N, N-UAFIVERLVLAT I FICHD T
WL, 7MYV, AF =V HigTsy ) —)
(99.5) 12RREIFICL L, KRIZIFEAEBET v, KIS
Lo TR A ICWMEARE 25,

A 159.0CT

*% 21, AR
RHE ) A 7 EHEH 2 K EO L, #UICERT S &,
22. G
(vt 7 18 2.5mg)

PTP 100 $¢ [10 $ x 10]

PTP 140 ¢ [14 $¢ x 10]

PTP 500 & [10 $& x 50]

TS5 AF v 7 ARV 5008E 3T ]
(L7 1§ 5mg)

PTP 100 & [10 $& x 10]

PTP 140 ¢ [14 $& x 10]

*% 28, EEXW

1) FEPUER - A E R e L - ERRSEE AR (2014 453 H 24
H7#GFE, CTD 2.7.6.3) [T26A001]
2) Sasaki T, et al.: Adv Ther. 2015; 32: 319-340
3) FAEE 2 FURERRE R E P R & L - ERRIE AR (2014 4F 3
H 24 048, CTD 2.7.6.4) [T26C009]
4) Hasegawa M, et al.: Xenobiotica. 2015; 45: 1105-1115
5) Miyata A, et al.: Xenobiotica. 2017; 47: 332-345
6) FLNEE 1 SGLT2 (2%t % FLEMFI (2014 4 3 H 24 HKF.
CTD 2.6.2.2) [T26P001]
7) Chino Y, et al.: Xenobiotica. 2017; 47: 314-323
8) Sasaki T, et al.: Adv Ther. 2015; 32: 404-417
9) FEPERL  AVEIA 2 BURE SR BE 2 o 5 & L 7z R S A R
(2014 4 3 A 24 H7A&GE. CTD 2.7.6.5) [T26A021]
10) Samukawa Y, et al.: Clin Pharmacol Drug Dev. 2018; 7: 820-828
11) HNEEL - RS LD 2 BNREESE 2 R & Lz iRSE
HEAER (2014 45 3 H 24 HARE. CTD 2.7.6.7) [T26C010]



12)
13)

14)
15)
16)
17)
18)

19)
20)

21)
22)
23)

24)
25)

26)
27)
28)
29)
30)
31)
32)
33)
34)
35)
36)
37)
38)

39)

Samukawa Y, et al.: Clin Pharmacol Drug Dev. 2017; 6: 439-447
HAER IR REREE R Ak R L L 72 ERRSEEE B (2014 4F 3
H 24 O#G2. CTD 2.7.6.8) [T26A003]

FEWNEEL - FEilE A R & L7 ERRSE AR (201443 H 24 H
7#F. CTD 2.7.6.6) [T26A002]

Sasaki T, et al.: Adv Ther. 2014 ; 31: 345-361

TR - N RERIRSE BB OV 7 1 §F 2.5mg. [H$E Smg.
V7 4 0D 7 4 v URNEREEN) 2026 4 3 A 23 HAGE.
CTD 2.7.6.1) [T26A025]

HAER D 7023 FEOFEWHEIENRE (2014 43 H 24 H
#K#8. CTD 2.7.6.15) [T26A010]

HNER e FazoaF 7Y FeoEYMHELERE (2014
£ 3 H 24 HAFZ, CTD 2.7.6.16) [T26A011]

Seino Y, et al.: Curr Med Res Opin. 2014 ; 30: 1231-1244

AR - 7T AR B E E GRS © AR (2014
43 H 24 &L, CTD 2.7.6.19) [T26C001]

Seino Y, et al.: Curr Med Res Opin. 2014 ; 30: 1245-1255

Seino Y, et al.: Endocr J. 2015; 62: 593-603

TN E R B RIS ER (2014 45 3 H 24 H K F2. CTD
2.7.6.23) [T26C003]

Seino Y, et al.: ] Diabetes Investig. 2015; 6: 443-453

FAEE 7)) A R o RS R (2014453 H 24
H G2, CTD 2.7.6.21) [T26C004]

FEPVEOR RTINS B T 3 & o P R 55k (2014 23
24 HAFE. CTD 2.7.6.24) [T26C005]

FERER A v A EE]E o RN SR [T26C015]
Seino Y, et al.: Curr Med Res Opin. 2018; 34: 981-994

Seino Y, et al.: ] Diabetes Investig. 2018; 9: 332-340

FEPVE R B A0S 2 AR ERE AR L Lo R
GlB% (2014 4F 3 A 24 HAGE, CTD 2.7.6.22) [T26C006]
HPER  NRE IAE OVt 7 1 $E 2.5mg. [@§E 5mg. )V
740D 714 )va CUNBHEEM 2026 43 5 23 H A&,
CTD 2.7.6.2) [T26C017]

AERL  NEREREIN B B ReM AT [T26C018]
Kanai, et al.: J Clin Invest. 1994 ; 93: 397-404

Yamamoto K, et al.: Br ] Pharmacol. 2011; 164: 181-191

Uchida S, et al.: ] Pharmacol Sci. 2015; 128: 54-57

FEPERL © SGLT1 2K 5 2 BLEE (2014 4F 3 H 24 HAGE,
CTD 2.6.2.2) [T26P002]

FPIERE - db/db < A2 BV B RS EN (2014 423 A 24
H#&7E, CTD 2.6.2.2) [T26P006]

FNER  GK 7 v MIBIT A HuhEREER (2014453 H 24 H
#FE. CTD 2.6.2.2) [T26P009]

PIEE D db/db ¥ 7 A BUT A LANE S0 E AR TER
(2014 45 3 H 24 HAFE. CTD 2.6.2.2) [T26P013]

24, XEEKRERVHEWVEDHEE
KIFHERA ST ATFs N v Tr A=Y arbry—
T 170-8633 R HTABE B IX & H 3-24-1
L 0120-591-818

26. BUEERGEEEE
26.1 BG&ERRTT



