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Description hGPR119 1 rGPR119 [¥J EC50 {543 %18 2.7nM F 33 nM. APD668 XfFk CYP2C9 (Ki=0.1 uM)
VISR 32 CYP WAL W AR . APDG668 R FH R U 14 JFF e Ak PR R 9T o
hGPR119 rGPR119 CYP2C9 hERG channel
IC50 & Target[1]
2.7 nM (ICso) 33 nM (ICs0) 0.1 uM (Ki) 3 uM (IC50)
Cell Line Type Value Description
Cellular Effect Agonist activity at human GPR119 expressed in human
HEK293 ECso 23 nM HEK293 cells assessed as increase in adenylate cyclase
activation
APDG668 LAV FE (A 7 s\ % 4« A GPR119 [f) HEK293 41Hf i) AR B M b B i% 4, ECS0
N 23 nM[1].
In Vitro
APDG668 75 i 5 PR R ME 1 B R AN R LR AR S5 A (99%), (HEHEYE (93.0%) FE
(96.6%) KEHIZEE (1],
APDG668 (10-30 mg/kg: AR, &H W, 4k 8 Ji) S BCMBERPE L4 A (HbAle) /K
T, ARSI R R BB 1].
APD668 (1-10 mg/kg: FLIR I IR) £/ B IR AT 26 M i 6 X6 o LR Al vt Ty 58 355 e A ot
SRR
APD668 (0.08 mg/kg/min; iv) f£ Sprague-Dawley k5 (1 MUBEEH S A o, £ 105 B4 T
B CR, ARSI BEACT TR R 300 mg/dl B 4 35 0 BORR 15 B 1]
In Vivo APD668 (po) L/ R BRAIR T R I DRl B R (tmax <2 h), fEAESIPENE (tmax=6
h), AE/NB KRBV T 4ol FUIRA AR B 45 28 R AT (44-79%), AEAEA UG (22%)(1].
Animal Model: Male Zucker Diabetic Fatty (ZDF) rats (6 weeks old, 200-250 g)[1]
Dosage: 10, 30 mg/kg
Administration: P.o. once daily for 8 weeks
Result: Decreased the blood glucose and HbAlc levels at 30 mg/kg/day.
Did not develop diabetes, whereas the vehicle treated rats did.
i g
Solvent&Solubility DMSO HVE R : 33.33 mg/mL (69.80 mM; 5 BV, IR DMSO X ™ il B VA A AT 535 5

e, 5 A#ETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.0942 mL 10.4710 mL 20.9420 mL
Stock Solutions 5 mM 0.4188 mL 2.0942 mL 4.1884 mL
10 mM 0.2094 mL 1.0471 mL 2.0942 mL
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TEIRIRE R LI B MRGE 2577 50 I PRE AR T %
VUR VAR 7 R 56458 In Vitro J7 AUBCHITE T BAE W, ARG I B 7710
FEPE, VBT R DRSS AT 26, IE U0 KA SRIRR TR, 2

WEBLHIAC, M RAH;

DL A AT 7R I E 2 B AR A 7L S B ) 7 P R AR G T el A e R R GT0E . A
PG, AT DA AR /s 7 )y 2 BhiA

& —

W IR IR R: 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (5.24 mM); ¥ & &k

SEJ7 ZERERAG > 2.5 mg/mL CHRIEEARJD MWIEIR, eIy RSE5e FTE A H UL r3h W5
TEE .

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7F DMSO fig & inE] 900 uL Tk, JBEH
Ao

I

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

TR

BT3RS > 2.08 mg/mL CHRIERAD IR THIE

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7H DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
AL AKOKIER o IREHA.

2 g SBE-B-CD (I T 5k B-FRMIE) MAEA T 10 mL IAEEE K, SEARMEREIEN.

Solubility: > 2.08 mg/mL (4.36 mM); &
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FRIVA I BE I £ B & FOVE IR B 28V — ELRC RISV, T 0 ORAT, 88 S S SR e B )77 i R 2

B ARAF T AR : -80° C, 2 years; -20° C, 1 year. -80° C fiffEit, 5 2 4EANMEH, -20° CfEfEl, A | SEN{E
o
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 2.0942 mL 10.4710 mL 20.9420 mL 52.3549 mL
5mM 0.4188 mL 2.0942 mL 4.1884 mL 10.4710 mL
10 mM 0.2094 mL 1.0471 mL 2.0942 mL 5.2355 mL
DMSO 15 mM 0.1396 mL 0.6981 mL 1.3961 mL 3.4903 mL
20 mM 0.1047 mL 0.5235 mL 1.0471 mL 2.6177 mL
25 mM 0.0838 mL 0.4188 mL 0.8377 mL 2.0942 mL
30 mM 0.0698 mL 0.3490 mL 0.6981 mL 1.7452 mL
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40 mM 0.0524 mL 0.2618 mL 0.5235 mL 1.3089 mL
50 mM 0.0419 mL 0.2094 mL 0.4188 mL 1.0471 mL
60 mM 0.0349 mL 0.1745 mL 0.3490 mL 0.8726 mL
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