T (55 2 b

w3k 2024 47 12 HUE
SR (5 10

* 20194 5 A

Bl SRR
AR - 3 4

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

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

wiewis” Jlg il TF 2.5mg

s Jly DA 5E BME

Lusef 1 tablets 25mg/ Lusef 1 tablets 5mg

E) EEEMEON LI LY MEHT A L

2. B2 (ROBEICIEEBESLEVWI L)

21 TIES b — T A, BERIGHEESIES I TS 85 [ L O
A YA PN E D W 7 B UE O SR IEASWIH & 7 B O THRFA|
DOFEGATH & 22, ]

2.2 TERGYE. Tk, BEEIMEOH 2EH [1 2R~
SN & 2 MBS B L N5 O TARK OS5 1338 S 7]

2.3 RFND WA 20t L dHoE OBEERE D & 5 B

3. #RE - MR
3.1 %
W 78 %4 V7 4 §E 2.5mg Wt 7 4 §E bmg
Vb F ) Ta Y sk
ARG | 14edivberryonY s | 1sthvktry ooy
L LT 2.5mg L LT 5mg
FLIE AR
FmtEra— 2
Ty T ) A=)V ) A
v rFaxy oo —2A
= S s S
oA | ST BT R
WLF s >~
<2 0T — ) 400
F Vo
WRIEK o A [
3.2 REI DMK
58 %4 #I IV - A R
T i) 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
=)
)Vt 7 1 §E bmg T AL @
a—F 1 VT
" | E e (mm) | 2 S (mm) | E& (mg)
# 8.6 #1 5.0 % 286

4. RhEER (3% R
2 BIYEFR R

5. RER (IRRICEHET B EE

5.1 AFNL 2 BUERRIE & W & N BF I L CoRMEH L, 1 HHE
IO BEE T2 L v Lo

5.2 AFI DAL D 5 LOWERIFIHHROIEAR TH 5 AHHE, HEH)
LT T IAT o 2 LTRSS LG AR BES 52 Lo

5.3 MEDFRAERE D H 2 HH ILENT T OKBEAELZ TIIA
HOMRPEFETE vz, &5 LawI £ [83, 9.21,
16.6.1 4]

5.4 MEZOEREEE O H 5 BE TERA ORI+ HL N
WIREMED D B D TG OLEEZHEIZHIT 52 2 &o [83,
9.2.2, 16.6.1, 17.1.3 ]

6. iERUAE
L RACE Ve ) 7Y b LT 25meg & 1 H 1 Ef
BRI G35, 2B, EATORGE I, B
FHIcBER L 205 Smg 1 H 1 AICHET 52 LA TE S,

8. EELREANERE

8.1 AF DM H 72 o Tk, BE I LIRIUEEGER & OV F O XL )7
PACOWT 43T 5 2 &, [9.1.1, 11.1.1 ZH]

8.2 RHFFL G ik, MUBEfESE % ot L. SEH % % 1
B, 37 AHG L CHREIAR TG REEITIE, L0 @Y 2 iGE
NOEF R EET L L,

8.3 AFIE5IC XY, IMiEZ L 7F =D FH V1T eGFR O F A3 A&
LNAZENHDHOT, BT EMICHET S L L b1, Bk
RERE =B BT A EHE ICH > TTEB 2 T BlgT 52 L,
(5.3, 5.4, 9.2 2]

*8.4 FRIBIEG e O Mgk e 22 & L, BB, VB R YRR
HREERIE g (7 v = ZHH) . BRIUESF O E % RGEICE S &
EWId Do THBRBIEET) I ERBIEY N OSSO FAE 12T
L. BEL2HA IS 2 0E 2179 L L dic, REBIZE LT
RIS AERET D T Lo RGN ORI G D AER [ 0N DR
FEEZOWTEFIZHMT 52 Lo [9.1.2, 11.1.2 B]K]

8.5 AHNDOFIRIEHIZ L ) LR - BURDASNE Z L ndH b, F72.
DR T B 2 EDH DD T, BERKSMREZITH & O R
L. Blig% 512979 2 &o Bk, MEETEHEOREHHD SNz
BEx. IEERCHIE S O] 2 i 217 & Lo FRICRE D %
I LR T VEE (EEERLFIRAPHEES) I2Bw T, Bk
RERIFE T N7 Y N =V A, R EL S IUEE R, AR ZE & &
toifne - EBARIESORBIEET S 2 &, [9.1.3, 9.8.2, 10.2,
11.1.3 2]

*8.6 RHNOIEFMEFE CTH L IRF 7V 3 — AHEMEMECERIC L Y, IpE
I MO = VHRIFTH > CTOIRGERAHAILEL, 7 h— Y AR
Hobil, T INT V=Y RIZELZENDH S,

*%86.1 FELWIMHED FHZMED R WHEND L7720, T EICHE

HEYhHI k.

(1) s - Mank, ARGEGE. IR, M2 08, Bk K
W, EEREES ORI S5 NEA X, P L3R b
UARNE R STRE R ERT L 2 L. BEAED LN A I
BeG a2 L, BEYRREZIT) 2 &,

(2) HHiz, A v A) YHWRROIRT. 4 ¥ 2 v BEF ORE e B
b B BERRIURIBR . AHHEICR R, BYYE, Bk %Pk
HWRT T Y F=Y 22T O T, BEE 512479

31 |



ZE,
@) BHIZMNL., UToLEIFETLZ &,
N7V R=Y AR CEL - T, ARGIGE. IR, M
e, BRI WU, EikEEs),
SN T Y R =Y ADFERDERD SN E I ILIE B IR AR
A THI L,
CMAEESEE TR EL T N T Y R=2 ADBH LY 52k,
*%8.6.2 A % & e SGLT2 HEH OFe G-k, A w2 55
MEND L DELRPZVa—ZHERKL O M7 Y F—3 A%
W L7ZREBI SRS STV B 2, LEIZS U CREEZNET 5
el ¥ = M s B
[11.1.4 2]
8.7 KAWL G I X 2 HWEBMADVHE SN TV L 720, BEOEEBD
IZEETLHI L,

8.8 HEIRINEE, IR, ZIRDDHVITREADIERZ 2T 5 BHIZBWT
X, FOHEBEXELTLE L LIMHTOHRBLEETLZ L,
8.9 RIMMHER A T2 L23H 5 DT, BFEE. HEJEOERL
IR L TR EHIHRGT5 L E3EET S 2 L, [11.1.1 ]

9N ENEEZETHERBZICHT AR
9.1 &HHE - BIEEEDH 2 BE

911 RINFEFRTHEZhDHHUTDEEITIRE
T B REAR UL RIE RN 20 B
IR RUIREE, HLERIREE, AHHIZ AFEIN, AFEEOAR

JE I TEGGIREED B

S LWEAEE A 4T ) B
CBEEO TV O — )V R HIE 5 B
[8.1. 11.1.1 ]

9.1.2 RIBEE, MBRBLEDHIEE
SEREEL XL BENDDH 5, (84, 11.1.2 BH]

913 HEAKEEI L TWVEE (IMEI> FO—ILAEBDTRED
BE. amE. fIRAGtAEES)
AHIOFRERIZE WK ER S B 2N 5. (85, 10.2,
11.1.3 2]

9.2 BipEESEE

921 EENDEHEREE (eGFR # 15mL/min/1.73m? Bt 29mL/
min/1.73m* A F) D& 3 BEXIERDORBEBERLEE
B LAawZE, RAOHENMETE 2o, [63, 83,
16.6.1 4]

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

9.3 FfHpErE=RE

9.3.1 EEDATHEEEE (Child-Pugh 948 Class C) M#H 5 EE

EE ORI E D B BFLIRRER TR SN T B,
9.5 1113

TR SUTIER LTV B TTREMED & 2 PEIId A~ A ) v 835|152 4]

MTszrEl., KARKG LBV &, RAOTWEER (5 v
) l2BWT, EIREY I 150mg/ke/H (AR HER N E (1
H 100l 5mg) %5 L7-¥40uEs (AUC) of471%) Ml%x

RIOHG LA, BEoREETISER Lg% EE, 41t

FEIE IO PR KBRS SN T 5, FHEOBWER (5
v N) T b N ORI R ORI 3 72 2 B~ OB IZ X
0. BE N ORME OIFRPHE SN TWb, T2, REIOBYE

B (T M) THRENOBITVPHRE SN TWD,

9.6 ®ILB
BT OLHICEAFIE G PRI L w2 0 EF L v, BiE
B (Fv 8 THAHPANOBTHHRESN TV S,

9.7 MNREE
NREE R E LRI ER L Tz,
9.8 EisE

981 BEDREAZBLE L AL EEICHKG T L, —MRIZHE
HCIIAEEBREEK T LT,

9.8.2 M/AKDFEHIIEET HZ & HEIIFAKEZRZ LT,
F 720 BUOKER (M85 OFRMMPNENLBZNLDH S [8.5.
11.1.3 Z#]

10. #HE{EH

10.2 HAEE (BERICEET R L)

A4 WEAREIR - FEE | B - ekl

PR FH 35 iz = B2 | MR TR
ANKZ )y LT H VBT, MAEHEZ | WiEIhb,
Y7 A R DOHLEE DOIREE T4
FTN) TV B 2D o&k57T 5
DPP-4 fHE 3 Sk, ANK=ZLyL
-7V y—YRHEE TH. A A1)

BN A > 2) o ESE | 301 GLP-1 = & R AE
GLP-1 Z A AEBh3E [ SN s e e )
A ¥ A1) ] k.

[11.1.1 2]

AR 1R % 38503 2 387 MAEEZ OMEE O | MFERE TR 2
B T e ToBlgLanrs | Bmshb,
) TV R SEH 5T L,

MAO [ g5
T4 7T — FRIEH]
S

AR RE TR % 553 5 3874 MAERE 2 OfbEZ O | s T 1EH 2
7 RLFY v e taBlgLanrs | Wigshb,

B R B AV E wHyHZ L,
HRBR AR V|~
I PR E B CRIRIED R | FIFRAEH 2384 5
)V — TFIJREE EAMET LR EEE | b,
A THA RRF R THI L,
a8
[8.5. 9.1.3. 11.1.3, 16.7 Z#]
11. BMER
WOBWERDSH S D 2 EDH LD T, BEL T3 T, BE
SRR NG AT G- 2 Ik 5 5 7 Sl R LEEZ T T &,

11.1 EXLEMER
11.1.1 EmEE (1.0%")

IRIMBERER AR D S N 72361213, BEZ SO ame 8IS % 7%

EEYI BB RAT) T o 2721,

a-7 Vv y—YHEEL

DUFARFIZIZ 7 Pz &5-3 5 2 & [8.1. 89, 9.1.1, 10.2,

17.1.2 2]

*11.1.2 BREBR 01%). SEHBRUIBHMORFEMHERERX (T
ZIRE) (HEAD). BUNE EEARY)
B e, SHEE R R EEOBIEIER R E (7V = TH) A
»Hobi, MIE (BREES 3 v 7 28&8) IR L9

%o [84. 9.1.2 ]
11.1.3 Bk (0.1%)

Clik, ZhR. SR, TR TLSOMRDH S bRk EEHbILS
WAk, REERHI S oMY R LS 21T 2 ko BiAKIZE ] &fE
Sfge % SO M - SEMRESE 2 S L 22008 ST v b,
[85. 9.1.3, 9.8, 10.2 1]
MA4 5 N7 K= R BHERI)
FRTYVR=VA BEREET VTV R=VRARED) Bhbb
NHZEDHBH, (86, 861, 8.6.2 %]
) KFEF COENERSE (MO REHEE O L 2 vie) o

FERIZEDSVT VD,
11.2 2 DL DEMER
1~3% A 1% At BN
JEGLE i %% VSR h v VT HE, IR
e VgL
MR E AR IMEREE HIE
PR R E KA v, FEED | IREK
Fu, B
H G O R E [AIHE 1D F v
IR = R
5 M i fE5 T, A | L, MR,
HLOERE. PR BE AN R
Bz 1§ I OBz Tl B, e TR, EE
i A R R O iyt A
AR I
B ROREESE | SR E2iS




1~3% A 1% A SHEEANH
AR UL R S HE RIAWR %
e
—f - aHEEE g, MR A, 2208
R M bk | CRPH AN, FfmEk 8 | RERD .

BWJRBR2 | . AN~ h2z )y M| LTSRS
Izuvazaz | i, NEZaE L > HEm

Yo U¥Em. R | R b AR TR
O ER B | BB A B VE. TR b R
M. RAFETV | M RBERARE. R
73 vtk ARILERE . NAG 1

12. BFRRERRICRITIHE
RENOEAFERF I LD REVRA ARG, 5 1,5-AG (1,5-
TreRuZ iy h—)) BEZRT, R, IME 1,5-AG Ot
AR, MAET Y PO— VOB EZLE R ORVOTEETAI L,

14 BRALOEE

141 ERXABOTE
PTP ‘WHDHHAE PTP & — b2 SH) LTS 5 £ 5 3085 5
Z X PTP ¥ — b OFRARIZ & ) GG A AR AT A L S
BEILE B L CRIBR RSO EE 2 GIHER 5T 2 2 L0 5,

15. ZOfDEE

15.2 FERGPRERBR ICE D < 154k
WEHEZ v MR 4. 20, 100mg/kg/ H % 104 8 M BAEAE L1925 L
T2 S AR ER I BT HELC 100mg/kg/ H (e K AR 3E 5% H
(1 H 10\ 5mg) %¥%5 L7-HanRE#EsE (AUC) Of 1814 %%
G L7z& &, BB OMAiE. RS AR RE & O IR ) > X
B 0 A B O S8 LR AR BN AT R0 S 7z

16. EYFhEE
16.1 MARERE
16.1.1 BEES
R AT V24 7)) 70 25mg % 225 e M 0] 1 4%
G L7 & & o MR RZEAUAR R OTEHEACHY M2 OJEEEHERS J OY
HYBEIREST A — 5 FUTOEBY THo72Y,

120
100 -
% | —o— JLeAsYondy
E’ 80 A —— M2
o 1
60
a
& 1
€ 40 -
] EHEFERE
20 /\g\;nzg)
e Aian.. S
4 8 12 24 48 72

0
BE% O ()
- —— Cmax tmax 12 AUCo-

v | e
PR WERR D om | ) ) | (ng-h/mL)
95mg | VEA7)7EYy | 1005223 | 11120546 | 112+ 105 | 1000+ 163
(n=9) M2 398+0.538 | 5444421 |134=111| 122+159

S fE = R

16.1.2 RE®RS
QIR B E IV ) 70y~ 25mg Xid5mg % 1 H 1
[ 7 HM BRI G Lz & ORZALEOEDYTHRE ST X — %
FEUTDEBY) THo70 B, %57 HHD AUCozm D HH
L 73E G M2 O RZALRISx 3 5 BV iLid, 2.5mg O
5mg 512 BT FNEN 14.0 K1 14.8% THh o727,

RER | B5H (ns(;:/m rarle) E‘;la; 8{2) (n:‘Iljl(/:mL)
2.5mg 1HH 119+£27.0 | 0.625+0.354 | 9.24+0.928 864 =132
(n=8) 7HH 136 +42.0 1.00+0.886 | 9.20+0.710 899 + 148
5mg 1HH 243+45.7 | 0.625+0.231 | 8.96+1.11 1690 =271
(n=8) 7HH 299+50.3 | 0.688+0.259 | 9.54+1.26 1880+ 318
Tl + AR

% 11 HHIZAUCo-. 7 HHIZ AUCo-2m

16.2 TRIX
16.21 BEDOEE
TEHERASEME (96)) vt d 7Y 70y 25mg & 2Z2EkE,
F54E0 (AR SOOI 30 4% (k) ([CHERRHRS L
& &L Coax N U AUCo72n O FATFIGME O I & Z D 90% 15 FAIX [H]
3. EH/ARTT0.790 [0.670, 0.933] % U8 0.986 [0.958, 1.01].
22 /A BT T 0,922 [0.781, 1.09] J% U8 0.980 [0.953, 1.01]. &
/22 81 ¢ 0.857 [0.726, 1.01] Jz U8 1.01 [0.977, 1.04]. i/
22T 1.08 [0.919, 1.28] & UF 1.02 [0.991, 1.05] T - 7=V,
16.3 9%
16.3.1 ZEHKEAE
e N LEE I BT A &S FE X, 50~5000ng/mL o #i B T
96.0~96.3% T - 7=° (in vitro. ) o
16.4 154
R ARV F 7)) 78y v 2R O%k5 L7z & X0y
R OFERHY E LT, OB F Nk (M2), =5 )VIEEKIHDK
LD D HERAL S 7z VR YRR M17), Vet 7y 7ad
O7 Vv uyEBEEAER M8) RUOM2O 7V AR
(M12) A 57", a3, M2 1x SGLT2 FEMEH 2 43 21
PR TH Y. & F SGLT2 4 L7 7 b 2 — ZHLY A BF 1
(SGLT2 #F ZEHAMAL) 1 2xh 3 2 REALE T O M2 @ 50% L&
(ICs ) 1E. 221 2.26 [ U8 4.01nmol/L Td - 7=° (in vitro)
Vet 7y 7ay rofR#EHICIEIE LT CYP3A4/5, 4A11, 4F2,
4F3B K 0F UGTIAL 25153 % 2 L SR & =Y (in vitro)
Vbt 7y 7aY s id CYP2C19 126 L CTHIWVEHEER (ICs i -
58.3umol/L) %7% L7275, CYP1A2, 2A6. 2B6. 2C8. 2C9. 2D6,
2E1 & UF 3A4 1203 B BHEEIZ R £ 2225 72 (ICs>100pmol/L)®
(in vitro) o W4+ 7)) 703 21 CYP1A2 K UF 2B6 % HisE &3,
CYP3A4 |24 LSV /e 2R L7203 (in vitro) . 2 TRUHE Fo5 S5,
BBV TRF 6F- FOF T I )F — VR 2818 L | CHiEt
L7244, CYP3A 25 L 2o 727 (SHEIADF— %),
16.5 Bttt
TR ABME (96)) 12Vt 7 Y 70Y  25mg % 22 Bl
Fe G- Lz & & 5.0 72 B £ COREILERO RS (F
) 13 4.47% ThH 72",
Vet 7)) 7uay ik PHEEAE (Pgp) OEETH-727% FL
HAMEEBE BCRP), AT =4 VR R X7 F F
(OATP1B1. OATPIB3). A#7 =+ >+ 5~ AK—%— (OATI,
OAT3) RUHEHHF+ > T v ZAKE—¥%— (OCT2) DIETIZ
holze T2, Wb F ) 7Y vk OATPIB3 (24 LSV HE
£ H (ICs ff : 93.1ymol/L) % /= L 7= 7% P-gp. BCRP,
OATP1B1. OAT1. OATS3 J%UF OCT2 \ZxF3 % FHEMERIIR X 2 h
572 (IC5>100pmol/L)® (in vitro) o
166 FENDEHREH T 28EE
16.6.1 BiEEREEE
BEREREE 2 0 2 RUEIRIR RS L O IEF e A9 5 2 filE
JRIREE Ve L 7)) 70y Y bmg FHEEEEOHRG Lze &,
Conax [FEHERED I T ICHEWVIR T 2T 2Rk L7227,

R
DFESE
[eGFR™]
E

[90 LI k] |272+86.4|0.545+0.151|10.4 +0.832| 2010 =508
(n=11)
(1353
[60~89]
(n=17)
[45~59]
(n=10)
[30~44]
(n=13)

i S
[15~29]
(n=6)

AUCo- | RAESE R
(ng-h/mL) (g)

Cunax tmax ti2
(ng/mL) (h) (h)

88.3%36.9

244+53.4| 1.01+1.43 |10.9+0.752| 2070+395 | 69.7+19.1

252%67.5]0.650+0.337 [11.2+2.68 | 2160+878 | 57.3+14.9

AT

211%£62.5| 1.58+3.16 [11.0+1.49 | 2060*+414 | 353*+10.8

195%£63.1| 2.00+1.64 [13.1£3.62 | 2420657 | 21.8%7.10

S + R
¥ 1 HERGRERIKIEEE (mL/min/1.73m?)
¥ 2 HE 24K F CORBIRMEHRIRON— 2T 1 ¥ (FE5H1H) 26 0% bE



16.6.2 FF#AER =%
AR 3 T ONFRAERIE R OCIER IR S AT 2 BRIV
47 700 5mg & BEHELBG L7z 8 &, Cow (X IEH R
RE & AT B BB & L L C R SR BT BRI TR 28% LT
L7

FRREREEORIE | Cow . iz AUCo-

[Child-Pugh 4348 (ng/mL) (h) (h) (ng-h/mL)
e
(KL]E”ZS) 228+80.6 | 117+140 | 11.0+1.17 | 1800=427
%
M%IESI;)SS AL 2age509 | 05002000 | 1095114 | 1720523
qﬂ%fi [:CSI‘;‘SS Bl | 170284 | 05002000 | 12.9%1.85 | 1780260
S fi + R (A

16.6.3 SHE
EE 65 EOBE 24 6l) (vt 7)) 7Y bmg &
BRI G- L7z & & D Coax M N AUCow CFIMHE + (R )
13 256 = 63.6ng/mL & UF 2050 =307ng-h/mL T 0 2, BlzERC
DIES DB 20~40 O BEHER AN B 8 F1) 12kt 70
Y v bmg & HERELEG L72E & D Coe & U AUCo- 13 205+
53.5ng/mL % T8 1930 £ 290ng-h/mL T& - 72,

16.7 EMHEIER
BEERABMEICVEL 7)) 7 a Dy b KRS F OIS L7
B BYEHE ST XA — ¥ ~NOBBIIUTOEBY) Tho 72",

B M
S P S | ) (B F 5 5105 / BT 51k )
o | PR B mse
XFE | IR Cmax It AUCo-tt
[90%ETX ] | [90%/5 X 4]

Lkt sy 7a 1.00 1.00

gy | Ime | smg ¥ (n=ﬂ 12) | [0.898,1.12] | [0.977,1.03]
BE | BE ) g 2y g 1.03 1.07
(n=12) [0.949, 1.12] | [1.04,1.10]
A= 0.925 0.985
b < o | 250me | Smg |¥ (n=12) | [0.845,1.01] | [0.964, 1.01]
HE|OHEE D 2 pkor 3o 0.999 1.04
(n=12) [0.897,1.11] | [0.953, 1.14]
0.2mg .
e Smg [+ )70 1.09 0.999
RZVHR=ANMHSE e | o0 (n=12) | [0.984, 121 | [0.957, 1.04]
7 HH

VkF sy 7a 0.851 0.953

<y by | Some | smg |V~ (n=12) |[0.761, 0.952] | [0.931, 0.975]
H| HE sy v 1.02 1.04
(n=12) [0.915, 1.14] | [0.938, 1.16]

R A= 116 0.939

vy (n=12) | [1.04,1.30] |[0.897,0.982]

S I AN 0.884 0.896™

(n=12) [0.746,1.05] | [0.774, 1.04]
N8 | Smg [y 5
ISR AT V! Vg %
A5 (L LI e A ML 1.04 1.01*
7 A B [0.973,1.11] | [0.945, 1.07]
(n=12)

ﬁjﬁ;ﬂz waj 1ot 1.03*

o [0.947, 1.07] | [0.977, 1.09]
(n=12)

Lkt sy 7a 0.967 0.986
| somg | 5mg |¥¥ (=12) | [0.914,1.02] | [0.948,1.03]
syrFFe | 2 0

LA N C S 0.983 1.03

(n=12) [0.922,1.05] | [1.01,1.05]
A= 1.07 113

| A0mg g Y2 (n=12) | [0.980,1.17] | [1.08, 1.18]
JHEIF (TH1M| G : p
agm | ] ok r 136 1.14*

(n=12) [1.19,1.54] | [1.07,1.21]

Lkt sy 7a 116 111

vikoson| 2ME | oo |V (n=12) | [104,131] | [107, 1.16]
o 1H1E]|
FT7 YR spm | FH e rozoor 1.09 1.11%
7Y F(n=12) | [0.974,1.23] | [1.08,1.15]
% 1 AUCo-2n

17. BRERR IR
171 FIMRUCRLSMICEEY 555
17.1.1 BiEE
(1) 7oeRWBoEEREEKRE (BERTHRB/LHE 18R
Ex/ER)
A - SEBEEICCIMEE T & b O — VSRS 7 2 TSR ik B
(280 ) #Hx%IZ, vEA 7)) 70T Y Img. 2.5mg. 5mg.
10mg X7 7 +R% 1 H 1M 12 AR ERNISREO%RS L7z,
WRIEMUTOLBY) Tho721917,

HbAlc (NGSP ) ZEMSIRFIBEE | £ 2 WER MU
(%) (mg/dL) (mg/dL)
Eracy jj‘zfg 7oK ?z(ﬁg PEEN ;‘?j 77 kR
TANIE =Y N
Bl AL LD AL Loz AR LD
Soex| 790 | 022 8.1 37
(n=57) | +0ga| (010 — [2.6, — [-68 | —
o 0.34] 13.6] 14.3]
i)w; : i 605 | 039 | —061° | -168 | —249% | -527 | —564°
< 25me| <075 | [05L | [-0.78, | [-223, | [-327, | [~63.5, | [~7L6,
oSN TR —027) | —044] | —113] | 1710 | —41.9] | —413]
(n=56)
fﬁii 786 | 046 | —0.68% | -210 | -291% | -554 | —59.2°
< sme | <069 | [~0-58 | [-0.85 | [-267, | [~37.0,| [-665, | [-745,
(e 5%1) O —034) | —051] | —153] | —21.2] | —443] | -438]

P BIART  SPIME + FE iR 2

PEHHH S DEALE, TR E D% BN T

# 1 p<0.001 (#5-BAEH O % JL28 8 L L2 K LSD ), [ ] 13w
95% {= X [1]
B 56 3180 4 1% 2.5mg #E T 16.1% (9 61/56 1) . 5mg #E T
16.7% (9 B1/54 1) Td - 720 F 7 EI{EF L 2.5mg B CTHHIR
89% (5%1/56 1), o7 V7 3 vk OFI1#E % 3.6% (2
B/56 ). R4 b KRB TE 1.8% (161/56 61) T& Y. 5Smg
HECHEIIR 5.6% (3B1/54B1). IR B23 7 a2z az ) N 3.7%
Q@ BlI/54 6, JRFT7IVT I VRO b KRB A 1.9%
A BI/54 1)) Tho7"0 7B, ARIMHHE ORI RBZEHE ST,
T RGO vkt 7)) 70 Y 2 1mg, 2.5mg. 5mg.
10mg 5T NOEEIZB VTS 0% (57 B, 55, 56 1. 54
B, 58 Bl 0 Bl) T o7,

(2) 77 EAMB_EERIEERR REEHER/ELHERER/ER)
A EBRE TR T > b O — LSRRt 4 7 2 TBE R R
(158 B) ZHRfGi2, veF 7)) 7Yy 25mg XiE7T T2 R%
1H 124 B ARG L, BRI TOEE) T
HotY,

HbAlc (NGSP fi) 22 1 R L fiE ot 2 IR H] R fiE
(%) (mg/dL) (mg/dL)
. EREER] 55 R 5 55 R ‘fof}m 55K
| 702 e | RO | pw | P2 | L
Bk Bk ALk
e s | 013 ~08 11
7o) | soso| 004 | — |54 | — | [-80 | —
=080 74 201 3.7] 101]
i)w;’gf 14 | —063 | 075" | —283 | —275" | 558 | 568"
S ye| Soor| (7079, | =099, | (=329, | [-33.9,| [-647, | [~696,
omor | TM —046) | 0521 | ~238] | 2111 | ~4658] | 441

BT TS+ R
B OBILR, 77K L 0 AT
# © p<000L (BT BRSO & I8 5 & LTIAMHGHAT).L X 9% (R

BIVERZEHE S IZ VL 7Y 70y K58 T 7.6% (661/79
B) . B L - EIERZSEIK 2.5% (2 B1/79 B1) . bR DT
Bhn, Mo b oARBEN, RIEERE. SR, FEELE ) HEES
1.3% (1BI/7961) Tdh-72"% %, MULHEAE O BIVEH 5B E
Hlid. T RFEGETO% OBI/79%), veA ) TaY s
PeEHET 1.3% (1B1/79 %)) TH-72",



(3) EEAR5HE (FIMERR/ERN)
A BRI T DT P O — VAR 7 2 BB RRE
(299 1) = Xf&IZ, VA4 7)) 7u Yy 25mg LIk 5mg (M
BF) % 10 105288 &l o5 L7z [ 5 BAEES
HbAlc (NGSP i) : 7.67+0.66%]. Nt 427V 70y v i3k H
MW X ) HbAle (NGSP ) # KT &4, 52 8K ICB ) 5H%
582> 5 @ HbAle (NGSP i) Z bi (F¥ME (i 95%
EZHEKXH)) 13-050 (—0.6, —04) % THYH, 528IZboT
FEsE L7z T~ b O — L AsE & 90
FlER S BLEI A1 16.7% (50 51/299 B) T Y. Z o E 7 EIfE
FVE AL K OBIR 45 3.0% (9 517299 1) . 1198 1.7% (5 $11/299
B, WA R23 zu a7 ) v BN OV I O & 1.3% (4
B1/299 1) . IR TV T I LB R O o b AR 1.0%
(3517299 f)) T - 72",

17.1.2 &L

(1) BOmyERTEEOHARBESHER GEIHERR/ER)
R - SEBYER N O LIURE R T 380 AR [AVk= vy L
TH A5061). €T A FHE 76, FT VYT o8 (95
Bl a-7 Va3 sy —EHHESE (105 %)), DPP4 &3 (111
B, DL A A0 AaRESE (59 )] I CIiET >~ b
— DA% 2 RIBEIRI B E A PRI, Ve A7) Ty
2.5mg Xi 5mg (MEEE) % 1 H 1[0 52 B &R 1R %5
L7 SRIEUTOLBY Thor22P),

HbAlc (NGSP i) (%)
S P B %45 52 JWFIZ BT 5
PR e s o2 LR

ANVEKRZI)V T LT B B B
(= 150) 8.07+0.85 0.63 [-0.8, 0.5
VU7 A R - o
(a2 117) 7.84+0.71 0.61 [-0.7, 0.5
a7V - PHER 7.85+0.77 ~0.68 [-0.8, —0.5]
(n=105)
TTI)E R 7.95%0.92 ~0.60 [—0.8, —0.4]
(n=95)
DPP-4 fii53 - o
(n=111) 7.88+0.78 0.52 [-0.6, —0.4]
o s ] S S AN Y Sk
f‘l‘fg‘;f S AN ¥ SRR 8.00+0.88 ~0.59 [-0.8, —04]

PG BRG  TIl + RE(R E
G 5 OZALE g, [ ] 13 95% fEHRI R

A U E DO RIWVE R ZSBE S 1Z, AVF =) L 7 HIBEHEE © 8.7%
(13 BI/150 B) . ¥ 277 F A NGRS - 2.6% (361/117 K1), F
T Y G C 2.1% (2 61/95 B1) . DPP-4 BH A I B
0.9% (1 /111 B) . FRAE A > 21) ¥ 4 e SR BE BB - 1.7%
ABI/59BI) TdHotze a-7 VAL ¥ —VHERL O CIE
IR L ER0 & N2 s o 72202

(2 122 HEAEOHARPIRS AR (ERFTHERAR/
ER)

£ - ERRE RO, A YEREICTUIAE T > O — VAR
7 2 TUBEREHRE (233 6)) AMRIS, veF Y 7uT v
25mg X 75t AR% 1 H 1A 16 BB EA LT 2% 5 L7z
HRIZLTO LB THotz?®,

HbAlc (NGSPfi) (%)
g | HIIDEC | o5k o
2 B
7T R 0.29 o
(n=74) 8.84+0.83 [0.1,0.5]
Vet 7 25mg -0.77 -1.07%
(n=159) 870=083 | [ 09 061 | [-13, -09]

Pe 5 BARE © TI = RER

P 5RI 5 DB, T RE D% NS RTE

# 1 p<0.001(F% 5-BAEHE O % 45258 b LTI in), [ 112 m95% 1= JEIX
(RIMEERE O RIWEFAZHE &%, 79 L REG-HT 10.8% (8 /74
B, VEF ) 70D G EET 18.9% (30 #1/159 1) TdH -
7!:24),25)0
16 AMO _—EmHEHRIICVEL 70 700 VOEHEEICE AT 5
. 36 B OIEERUNREIT L, 52 B MEHR S (5mg ~DH
ErxE&L) LZERIZBWT, HbAle (NGSP i) »ZfbiE (F
i (Wi 95% (EFEIXI)) 1£-1.00 (=11, —=0.9) % THo72%,

IRIVEE O RIE A ST E 413, 52 8M L e+ 70 70 v EH
P GHET 29.6% (47 B1/159 B1) T - 722%,

(3) GLP-1 2RFEHELOHARPRSHER (BERTHRER
SRER/ER)
T - EENE N O GLP-1 2 AR E B 3E o B 12 C ipE =
VN U= VARG 2 BB RAE B (76 1) ARSI, Lt
F 7)) 70y 25mg Lt 5mg (B % 1 H 18] 52 38 [ &
ARG Lz SR TOEB) Tho72%,

HbAlc (NGSP 1) (%)

BRI A B3 52 B 5

BTG B S ORI

GLPL 2 (K{FBIE 852+ 108 068 [—09, —05]
(n=176)

e G-Filfamk PR + (R 2
BGRiAr o OZALE VI, [ ] Wi 95% 15 X

IRIEE O BIE IS BIE 413, 6.6% (51/76 1) Td - 722,
17.1.3 BRERERECH T 3254 RR (FIERB/ER)

o SR ) Bk R B % (eGFR 7% 30mL/min/1.73m’ BL I 59mL/

min/1.73m* LF) & 4E 9 2 BRI GBS (145 61) % x5z,

Vet 7y 7uyr25mg XiE7F0K%1H1 0 24 ERGHA

BCREIIE S L7z FRIZDTOEBY) TH-727,

HbAlc (NGSP i) (%)
gy | HIMDEO ] 5y o
?nzgog 769065 | (()).'390.31 o
Ve e | 800 | o

B BARGI ¢ STl + AR
BeGuio 0% tE, 7T REDE KN R THHE
b 1 p<0.05(F G- FaR Ol & A4 & LTI EoT), [ IS HI95%/E X

4B EEREICVEL 7)) 7Y VERGHEIZE ) AT S
. 28 B OIEEMINCEEAT L, 52 B kG S (bmg ~D
EEat) L7ERIZBWT, HbAle (NGSPMH) Zb&E (P
il (W 95% EHEXRT)) 12 -0.30 (—0.4, —0.2) % Tdh o727,
BIERSHE A2 VLS 7)) 70 V¥ 5#T 25.3%
(24 61/95461) TH Y., FoF 4 EIFEHIXE53% (55/95
). BEIR 4.2% (411795 1), MRIMBEAE 4.2% (4 61795 611) . JEht
%, R p2I v ra ) YENL M N AR, BN ZE
% 2.1% (261795 Bl) TH-o7=7,

18. ZExhEEIE
18.1 fEAHRF
B O EARAE IC BTNV O — ZOFRILEIH S F ) 7 A=
7 v a— A %K 2 (sodium glucose cotransporter 2; SGLT2)
DOEMEZHE L, M OBEE L2 7V a— A% RIS 22 & T
A 2 AT &4 522,
18.2 SGLT2 FHE1EHA
bk SGLT2 # 4 L7270V a— ALY sAAGEYE (SGLT2 w5 S LM
Ha) A IREYICHE L7z (Kifl : 1.lnmol/L)**Y (in vitro) o
18.3 FR¥EHEM/ER
18.3.1 JIltjii 2 TUBESR I E 7V (Zucker Fatty 7 v b 20N db/db ~ 7
A) 2BV, HEREOHEGC L ) REEE (5% 8 ik
24 W) AN & 222 F 72, I 2 BB R E L
(GKZ v M) 12BWT, 20 HE ORMAEGIZ L) RAESR &
(5% 24 WER) %S 727,
18.3.2 2 MM IR AR E & A S I2, VtF 7)) 70~ 25mg. 5mg
K& 7R % 1 H 17 HESETSEOREG Lz, viet s
) 7Y LT T RIS % 24 e F T O RBER = %
B s,
18.4 M¥ERET1ER
18.4.1 JILiifs 2 TUHESR#GE 7 )V (Zucker Fatty 7 v ) 128 WT, H
MR 512 & 0 B AR (R o MU 572 80k L 722 72, B
iiti 2 BUE PRI € 7V (db/db =7 ) I2BWT, 4HED1H 1
ARG IZ L DHEEANEZ7 O DOXR=AT A U DB D%E
fLE 2T S8 & 512, FEMEG 2 BIRmE 7V (GK J
v M) AZBWT, 20 A ORERS 2L ) fbANE oY S E
BT S,

_5_



18.4.2 2 BIHEIRFEFE AR K12, Vb F 21 70 Y 25mg. 5Sme

WIE7 9t R% 1H 107 HHESERNEO%RS Lz, vet s
70T E 7T RN, BAKROY EOLEH 4 BEH
2B B IS AUC. 3E O8I 22 JE RIS % 23t S 722,

19. Bz CBET HHEEZMIE

1t

1t

AN

AN

s

il

G
ot

MR vt 7)) 7a Y YK (Luseogliflozin Hydrate)
4 1 (2S,3R,4R,5S,6R)-2-{5-[ (4-Ethoxyphenyl)methyl]-2-methoxy-

4-methylphenyl}-6-(hydroxymethyl)thiane-3,4,5-triol hydrate
S

" XHzo

C23H3006S - xH20

1434.55 (#EKPE LC)

R BEBOWMERTH L, N, NTAFVELVLT I FICHD T
BIFRTL, TR MYV, 27—V s ) —)
(99.5) 12 RHEIFIZL L, 7J WZIEE A EHET v, B
Lo T2 M HT L 72

R 159.0T

22. A%k

¢

¢

Lt 7 1§ 2.5mg)

PTP 100 $& [10 $& x 10]

PTP 140 § [14 $& x 10]

PTP 500 & [10 $& x 50]

7T AF v 7R MIV500 FE [2¥T]
V&7 1§ 5mg)

PTP 100 $¢ [10 $% x 10]

PTP 140 & [14 §E x 10]

23. FEXW
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4)
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6)
7)
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9)
10)

11)
12)

13)
14)

15)

16)
17)

18)
19)

FEAER RN E R & LA ERRIE RS (2014 4E 3 H 24
H7&ZE. CTD 2.7.6.3) [T26A001]

Sasaki T, et al.: Adv Ther. 2015; 32: 319-340

Hasegawa M, et al.: Xenobiotica. 2015; 45: 1105-1115

Miyata A, et al.: Xenobiotica. 2017; 47: 332-345

B R D SGLT2 1273 2 BLEMEM (2014 4F 3 J 24 0 AKGE,
CTD 2.6.2.2) [T26P001]

Chino Y, et al.: Xenobiotica. 2017; 47: 314-323
Sasaki T, et al.: Adv Ther. 2015; 32: 404-417
FEPERL D ALEIA 2 BRI ECE 2 R L L2 ERR
(2014 4 3 H 24 HA&FE. CTD 2.7.6.5) [T26A021]
Samukawa Y, et al.: Clin Pharmacol Drug Dev. 2018; 7: 820-828
FEPTERL B RRREREE AR D 2 BUMEIREE R & LA RS
PRERER (2014 4E 3 F 24 HA&E. CTD 2.7.6.7) [T26C010]
Samukawa Y, et al.: Clin Pharmacol Drug Dev. 2017; 6: 439-447
TEEEL s R E L ERRIE AR (201443 H 24 H
772, CTD 2.7.6.6) [T26A002]

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

HANER D 7ot I FEOFEWHEERRE (2014 423 H 24 0
72, CTD 2.7.6.15) [T26A010]

AR e ForuaaF 7Y R e oY (2014
43 H 24 &L, CTD 2.7.6.16) [T26A011]

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

HWER 77 R BRI - HEiEabt (2014
4E3 H 24 HA&FE. 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

S i

20) AR HA RSB (2014 4£ 3 H 24 H K FE. CID

21)
22)

23)
24)
25)
26)
27)

28)

2.7.6.23) [T26C003]

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

MPER D 7)) 28 FEoffHERRES R (2014453 H 24
H7#GE, CTD 2.7.6.21) [T26C004]

PVER  REIMRE R T EE & o BB SRER (2014 43 A
24 0#&GE. CTD 2.7.6.24) [T26C005]

TR A R YR E OFH RSB [T26C015]
Seino Y, et al.: Curr Med Res Opin. 2018; 34: 981-994

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

FEPE R B E 21D 2 AMEIRRERE AR L LRI
Gk (2014 45 3 H 24 HAFE. CTD 2.7.6.22) [T26C006]

Kanai Y, et al.: J Clin Invest. 1994; 93: 397-404

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

30)
31)

32)
33)

34)

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

B R D SGLTL IS xf 3 A BHE/EA (2014 4F 3 H 24 H KRR,
CTD 2.6.2.2) [T26P002]

HPIERL  db/db ~ v 2BV B RS (2014 4E 3 H 24
H#&#8. CTD 2.6.2.2) [T26P006]

HNER  GK 9 v MIBU P RBEIER (2014 4£3 H 24 H
#ZR. CTD 2.6.2.2) [T26P009]

HPEE db/db w7 A 2B BHEEAE O ¥ VKT
(2014 4F 3 H 24 HAGE. CTD 2.6.2.2) [T26P013]

24. XEEEKERVHEVEDES

KRIEFEMGAESH ATFAANVA v T v A=Y arbry—
T 170-8633  HURUARE B X @ 3-24-1
Wit 0120-591-818

26. RERFEEES
26.1 BGEHRSE
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