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Empagliflozin; BI-10773; 3% KIHFE: BikFER
FE S . MB7205
FiEbRE: >99%,SGLT-2 i 7)
A : 100MG;1G;5G
FiniE: solid

HAEER
-t C23H27CI07
NTE 450.91
CAS No. 864070-44-0 s {OHOH
-20°C, JRE B AT 5 i
ey 20°C, 6 A Tt Wl Q’ N
. DMSO: 90 mg/mL (199.59 mM) =y &J\O o OH
it Water Insoluble
(25°C)
Ethanol Insoluble
HEEHT | WA REERTWERN, mBEEESE, wTReafim L EgeE:.
HAWVERE | AT B R, 35 TSI BRI R I TR

&i4r: Empagliflozin f&—Fik L0 A pE b [ 8 5 -2 (SGLT-2) 5.

R RS LRSI KinsEs B SI%; Bl 10773; D-Glucitol,
1,5-anhydro-1-C-[4-chloro-3-[[4-[[(3S)-tetrahydro-3-furanylJoxy]phenyl]methyl]phenyl]-, (1S)-
Y PER R A8t

AN SREEE SIS REATEAN
Wit DMSO: 90 mg/mL (199.59 mM); Water Insoluble; Ethanol Insoluble
BB e >99%
AR -20°C, JBEYGI A 1A T 45
R Empagliflozin (BI-10773)2 B %1, &M SGLT-2 57, 1C50 4 3.1 nM,EL/ER T
. SGLT-1, 4, 5 il 6 1+ 5 300 fiL) L.
A SGLT2
IC50 3.1nM

Empagliflozin {fH T hSGLT-2 43l A F - T hSGLT-1(IC50 Jy 8300 nM), hSGLT-4,
hSGLT-5(1C50=1100 nM), H1 hSGLT-6 4% & 2500 5 LA |, 3500 f5LA |, 350 LA I,
1600 f5Lh F. 10 uM Empagliflozin X GLUT1 #A3MHiIEH . sh /124G 5irdh, iz
HATER HE PRI T, [3H]-Empaglifliozin 254 3 SGLT-2, KA ®MZERJ), Kd A 57 nM,
[3H]-Empagliflozin 254 % SGLT-2 (13815 59 4r4. Empagliflozin 5% &l e 545 &

#| SGLT-2.
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Empagliflozin % 5 mg/kg 7l 24 /N, I B L& 1IC50 B & 100 f5 L .
Empagliflozin 4&#E ZDF KRR [ 8 L5 7 B #0543 mL/min/kg, T Ab3 A MK E] 1.8
mL/min/kg. Empagliflozin 4t¥1 ZDF KA Cmax 437124 167 nM 1 17254 nM.
Empagliflozin Zb#E ZDF K BRARH) 1) 2o ¥ B - 22 8153 3104 1.5 /N AT 6.3 /) NiT - Emipagliflozin
Ab¥E ZDF KB AEDRIH E A 33.2%, T AL FE A U ik 89.0%. Empagliflozin K &b #
PRAGIIR B, o0 MUops b AR 2 A 1k

SRR S (BE 2 A8 5Bl AU BT T ' B R)

MB1516 Canagliflozin
MB5373 Canagliflozin hemihydrate
MB7089 Sotagliflozin(LX4211)

P& Feling: ROHRAR, MM T A, AEERIEE, T T AE. A Empaglifiozin & —

Tl e 3 1A A 267 W O ) 2 B -2 (SGLT-2) #ib7R),  af FH - DR 40Uk ) A S 56

fERELE
f 7 g
1 mg 5 mg 10 mg
e B

1 mM 2.2177 mL 11.0887 mL 221774 mL

5mM 0.4435 mL 2.2177 mL 4.4355 mL

10 mM 0.2218 mL 1.1089 mL 2.2177 mL

50 mM 0.0444 mL 0.2218 mL 0.4435 mL

S HSIORE (UESE)

[ CIELFE BRI S5

1 25 RiE hSGLT-1, -2, -4, -5 © -6, BY, rSGLT-1 B-2 {40 R HEAT AN A5 Y 50 b 12 S 4 )
SEIG . 4HAEYE 200 pl X Buffer(10 mM HEPES, 137 mM NaCl, 5.4 mM KCI, 2.8 mM CaCl,,
1.2 mM MgCl,, 50 pg/ml Gentamycin, 0.1% BSA)+# 37°C FHUE & 25 /% . A 10 uM
Cytochalasin B FIAN AR I S2364L &40, 156 4, FFERISELS . M 0.6 uCi [M“Clhric i

WEESEIe | B, BD [MCIRICHI AMG, HiANE, HpE, HEEME, SUEE, 75 0.1 mM AMG (B0 R A EE
PR RRE JTIRIREUS M . 7E 37°C T, #RFE 60 704t (hSGLT-5), 90 /3t (hSGLT-4) 5k 4 /M
(hSGLT-2) J5, {4 300 pL PBS ¥ 4ufi =ik, AAJHEEY 5 758Ef#7E 0.1 N NaOH .
A5 200 pL MicroScint 40 1R &, E¥ 15 7%F, HH TopCount NXT iH Ui 4. SGLT-4
1 SGLT-5 52364 i 7E i kb B Buffer(HER Buffer {81l &L IHBAE NaCl)h iR & 25 204, 4R
JE IR Buffer.
Cell lines: HK2 4fiffa( \ &5 JIE PTC 418 &)

S Concentrations: ~ 500 Nm
Incubation Time: 72 /it
Method: MTS 5236

YW | Animal Models: ZDF BRI LA A
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Formulation: 4.4%¥% P £-B-MIFE IS T AR K (BAES) 300.5% % 434K (DD
Dosages: ~2 mL/kg
Administration: &l 4 5 D iR AL F

(&1
ok F] M dh MR AR, AT ARSI, THIRATHOIALEE, BREMRAE, TS TR
o il i A AL RESR LI ME 2, BEIACRIEITIRGUE B AR, UL EEEE Bt 2Rt e 2 H

EHAL SV BRIFER TR

1R BREIRYE RIFAEE QAT 26, ROV G, ERARSED R AT R R 2085 17 i AL
B SRR AR EOR, AT S RATE IR WY, AR SME SRR, BT RS, KR
AR, W L ER B, @ Parafilm & DB, IR AR R A2 26 HEE T . I ROBCE I (A, a7 b
AR, EUEERIEL, LRSI .

2 W& KA GO e e 22, WIS R B I 77 e Il & A, W &
B, MEREFRKEL P DMSO, il % e E 1l T T 80 fRIREEfr, — Al LI A7 7E 3-6
P bo FEGEFIRG, FEXb A& MEAT MRS . 8 St 2R R Uk -

3 B SR TARVR & ARSI AN TR IEM TSR L, R i 2l BRI R R B ARV | T KR 4
WEVERGHYER, FreMERKYER R (o PBS) MRERS, IR tRUUE, wlilid B s i [ R S i, A
SO . W] DMSO E 9, 1 ff DMSO s 2 I <0.3%, LG S 40 351

KT, BATEVGET 0.22UM Gl 87 AR, 2R 550, e mit Ky 30, &5 M=t
EYETE, BRI A 3 BRI .

A ENEHRIN A : BT RZ A EYRIEENER, S SCie TARMIECHI R, I RES T 2NN — 2 HI ARt
TENBh), dnnkis, CMC-NA, Hihss, AR E% S ERAMCRE . W{EH] DMSO, iF#fifk DMSO
2K L <6%, LR R B MEAE T . SR 25 IR BTHI %, W LIS H TR

E AR AR RGH R B SR

i RE(KG)  [fARIAA(M2)  [Km RE
i 12 0.6 20

i) 10 0.5 20

it 3 0.24 12

e 1.8 0.15 12

i B 0.4 0.05 8

NG 0.15 0.025 6

6 B 0.08 0.02 5

dN 0.02 0.007 3

¥ A(mglkg)=31%1 B(mg/kg) X zh# B 1) Km ZEU504 A I Km &%
5 KT 7 it B B b B R S

TN e, T R B S AR S B, I B AT A . TR 2 R A . BORART 500MG
7, BATH) ArEGE LIRS RN . BT e s i R B E, AT B0™ w5 7R B sl
Friti b, XIS AT G T, WIRA R ERRANAT, T UTRE R IR XA, aTRAAE 200
Fe e ARPE G, BRI, T8 Stk o

PR AR RS —ERE, £ N E NS ETRE IEE R, 2
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— s RESHAENTFES Dalian Bergolin Biotechnology Co., Ltd
o i % 22 7
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

Nt ARBEERCEIMARA TN, USRI SLH ™ i AR N, R A L7 AR 2R A R PG P 7 B B
B R, R AR SR AT LUIMASREE T (ZHERAETMD I ie sl /5 % 5 1 2 76 42
T

X IR SHPR B 7 A ARME R R E AT SR, AT MU S @ R BRI iz AL 540 X T HA R
BRI &Y, BEe e P 2WIUK sy, BIRR, 1™ i 75 2B A MR8 R A7
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