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Ipragliflozin (ASP1941) J&—F 21, FA DRGEHEIESPE SGLT2 #iil5], xf A SGLT2 1

Description SGLTI, KE SGLT2 1 SGLTI, /MR SGLT2 Ml SGLTL 1) 1C50 435Iy 7.38 F1 1876 nM, 6.73
A1 1166 nM, 5.64 A1 1380 nM. ELAHURIRIGIEVE .
hSGLT2 hSGLT1 rSGLT2 rSGLT1 mSGLT2 mSGLT1
IC50 & Target[1] 7.38 nM 1876 nM 6.73 nM 1166 nM 5.64 nM 1380 nM
(ICs0) (ICs0) (ICs0) (ICs0) (ICs0) (ICs0)
Cell Line  Type Value Description
Cellular Effect Inhibition of human SGLT2 expressed in CHO cells assessed as
CHO ICso 7.4 nM
[14C]JAMG accumulation after 2 hrs by scintillation counting
Ipragliflozin (1-50 w M) 3% FFIRAKEMEAME] MCF-7 AFLIRE AR R AE K.
64 SiIRNA Rk SGLT2 ik )5, Ipraglifiozin 7 S 1 40 f 189 5 0 95 0 5 e BT . R W)
Ipragliflozin JEIE 3] SGLT2 Jak 55 FL AR 41 A 48 4 .
BrdU I SR @& (50 A1 100 1 M) Ipraglifiozin 2304 MCF-7 4iJ2ff) DNA &%&[2].
In Vitro Cell Viability Assay[2]
Cell Line: MCF-7 human breast cancer cell lines
Concentration: 1, 10, 50 uyM
Incubation Time: 24,48, 72, 96 hours
Result: Decreased the number of MCF-7 cells in a dose-dependent manner.
Ipragliflozin F.A HU MAE/E ] o Ipragliflozin (0.1-1 mg/kg) 744 A : i 400 86) IR AT (1 7
f£ STZ %M 1 BUBEIRM AR, ZARAE 03 M I mgkg i FRFH, M KK-Ay 2 BHER
P /N BR AT, KON T A AR B N R[]
Ipragliflozin (0.3 F1 1 mg/kg) (EREMRVEERFE A 1 BUHE MK R b BoR B8 2Pl R
AR
Animal Model: Single Administration[1]
Streptozotocin (STZ; 50 mg/kg)-induced type 1 diabetic rats and KK-AY
type 2 diabetic mice
In Vivo Dosage: 0.1-1 mg/kg
Administration: Single oral administration in the fed condition. Blood glucose levels

were then measured for 8 h under fasting conditions.
Result: Dose-dependently lowered blood glucose levels, and this effect was
significant at all tested doses.
Animal Model: Repeated Administration[1]
Streptozotocin (STZ; 50 mg/kg)-induced type 1 diabetic rats
Dosage: 0.3 and 1 mg/kg

Administration: Administration orally once daily (at night) for 4 weeks.
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Result: Significantly reduced the levels of HbA . and blood glucose. Pancreatic

insulin content was significantly increased at a dose of 1 mg/kg. Urinary
glucose excretion was increased dose-dependently, and this was

significant at the 1 mg/kg dose.

Solvent&Solubility

1 B S

DMSO I MREEE > 100 mg/mL (247.25 mM; WGRIK DMSO X7 i (R R BE A R 2 5o, 56
FTEY) DMSO)

H20 FFRE : <0.1 mg/mL (insoluble)

* ">" means soluble, but saturation unknown)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.4725 mL 12.3625 mL 24.7249 mL
Stock Solutions 5mM 0.4945 mL 2.4725 mL 4.9450 mL
10 mM 0.2472 mL 1.2362 mL 2.4725 mL

STEARAE = S LE AN TENA R o BV A BES PR A& VA T 5 90 — BLICRUA R, 18 0 2 ORAE,
ST R R I T P R

i S DR A7 J7 sCAYIIR . -80°C, 2 years; -20°C, 1 year. -80°C A7, #¢E 2 AT,  -20°C fil
FEIE, H1E 1 ERAE

YL

THIRAR IR g s A 45 2575 A I 2 VA R 7 %

VLNV 7 B Se % R In Vitro 75 UBCHITEE R BRI I Bh 7 77«

—— PRIESEIR S R PTEENE, P ROl R T DA R A7 25 1R, S OR AT A SRR AR, 2
WAL A, 2R,

DR VAR AT R IR B 29 LU AR VA FRFE SR I ) i P AR 5 B e AR v M B CTE S AT
G, AT LOE AR/ B8 7 1 7 BN

E S

RPN AIAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (6.18 mM); ¥ & &k

S5 BRI > 2.5 mg/mL GERIERED HIEHER.

DL 1 mL TAEBCAE], HC 100 uL 25.0 mg/mL ¥17E5# DMSO i in%] 400 uL PEG300 #, JBH
151, Hi B A RF I 50 uL Tween-80, JRA YIS RIGHALEIIAN 450 uL AFHAK EHE 1
mL.

AEFRER KT 0.9 g FALEN, BT ddH.0 HEAZE 100 mL, AT LIS EIEHE I IR FE ER K
a3

L -

IR IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 2.5 mg/mL (6.18 mM); ¥ & &k

PR BRI > 2.5 mg/mL GERIERFD HIEHER.

PL I mL TAEBCAE], B 100 uL 25.0 mg/mL [{7EE DMSO fig#& i inE] 900 uL 20% [ SBE-B-CD
AEFEAOKE T, IREBIN .

2 ¢ SBE-B-CD (Hifi [ 5t B-MAMIKE) MAEAT 10mL FIAEEIEKY, BEBMEEEEN.

FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (6.18 mM); ¥ & &k
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UET7 AT > 2.5 mg/mL CWEANEARFD BB, BT RSRie LA A UL REh P seda i

DL I mL TAEBCAE], X 100 uL 25.0 mg/mL [{7EF DMSO fig & inE] 900 uL Tk, JBEH
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TR AR AR AN [RIATH P BV 0 B PR B I R C B A 20— BLICIIE TR, W0 R ORAT 8 S IR S VR A PR 7 i 2K

i W A7 7 AR : -80°C, 2 years; -20°C, 1 year. -80°C fiff7 I, 57E 2 E A,

-20°C fEA7ERT, ETE 1R .

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.4725 mL 12.3625 mL 24.7249 mL 61.8123 mL
5 mM 0.4945 mL 2.4725 mL 4.9450 mL 12.3625 mL
10 mM 0.2472 mL 1.2362 mL 2.4725 mL 6.1812 mL
15 mM 0.1648 mL 0.8242 mL 1.6483 mL 4.1208 mL
20 mM 0.1236 mL 0.6181 mL 1.2362 mL 3.0906 mL
25 mM 0.0989 mL 0.4945 mL 0.9890 mL 2.4725 mL

DMSO

30 mM 0.0824 mL 0.4121 mL 0.8242 mL 2.0604 mL
40 mM 0.0618 mL 0.3091 mL 0.6181 mL 1.5453 mL
50 mM 0.0494 mL 0.2472 mL 0.4945 mL 1.2362 mL
60 mM 0.0412 mL 0.2060 mL 0.4121 mL 1.0302 mL
80 mM 0.0309 mL 0.1545 mL 0.3091 mL 0.7727 mL
100 mM 0.0247 mL 0.1236 mL 0.2472 mL 0.6181 mL
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