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Description
Danuglipron ST 2 ZU0EIRFGHFICI09E 70
IC50 & Target GLP-1R[1][2]
Danuglipron (PF-06882961) 7£ cAMP 1 B Arr i@ 34 s #0735 M . Danuglipron 2 CS
In Vitro cAMP J5E [ 58 42 Eh 77 (EC50 9 13 nM) o Danuglipron 23542 B Arr2 (#4357 (EC50 A4
490 nM) [1].
Danuglipron (PF-06882961; 10 mg/kg; HR: 755 FIREAC hGLP-1R /)N USRS i 5 46 7
it &A% (IPGTT) J& (f) ML K F 2]
Danuglipron {EAfEPE Wistar K FURUERE P4 €3 B4 14 A R 254X 0= S 20 1]
Dose Crna AUCo. cL, Vds Oral F
Species (mg/kg) (ng/mL) Toax (h) (ng h/mL) (mL/min/kg) (L/kg) tin (h) (%)
0.86 = 113+
rat 1.0 (iv) 296 +39.8 57.3+8.68 0.38 0.84
rat 5.0 (po) 141 0.5 168 0.63 11
rat 100 (po) 2820 0.75 11900 2.37 39
In Vivo monkey 1.0 (iv) 1240 138 0.266 1.89
monkey 5.0 (po) 68.7 15 303 6.92 5
1150 %
monkey 100 (po) 715 33425 11000 + 3500 6.37 9
Animal Model: C57BL/6 mice expressing humanized GLP-1R[2]
Dosage: 10 mg/kg
Administration: po; a single dose
Result: Lowered blood glucose levels following IPGTT.
o e ST
Solvent&Solubility DMSO "R 1 100 mg/mL (179.99 mM; 8 E BhI; WRARE DMSO X 7= i (¥ 7 iR A7 .35 5%

e, A BT E ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.7999 mL 8.9993 mL 17.9986 mL
Stock Solutions 5mM 0.3600 mL 1.7999 mL 3.5997 mL
10 mM 0.1800 mL 0.8999 mL 1.7999 mL
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RPN AAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.08 mg/mL (3.74 mM); ¥R

BT RT3 > 2.08 mg/mL CHRIERAD IR THIE

U 1mL TARRCAH], B 100 pL 20.8 mg/mL F7TE DMSO & W% 400 uL PEG300 ', iR&
Y151, Hi B ARSI 50 uL Tween-80, JRE YA SRIGHAEEEIIAN 450 uL AFHK EHE 1

mL.

ALK 0.9 g FALEN, M T ddH.0 HEAZE 100 mL, AT LIS EIEHE I IR ER K
B

HE =

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

Solubility: > 2.08 mg/mL (3.74 mM); V& A

W EATHAG >2.08 mg/mL GHLRIERED HIEE AR

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7H DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
AER R KK B, IREA.

2 g SBE-B-CD (J J J:Mik B-FAMIKS) MiAKws T 10mL M EBEKd, EABMEREEN.

HE =

TR P A INEEFIAT): 10% DMSO  —  90% Corn Oil

Solubility: >2.08 mg/mL (3.74 mM); 54T

UET7 TR > 2.08 mg/mL CHEANEERFD HIFE, S5 2556 i HIE A 1 LRI Bh s is i

B
PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL 7 DMSO fig & inE] 900 uL Tk, JBEH
%],

EZ 3N [1]. David A Griffithm, et al. A Small-Molecule Oral Agonist of the Human Glucagon-like Peptide-1
Receptor. J Med Chem. 2022 Jun 23;65(12):8208-8226.

[2]. W. GUO, et al. Preclinical pharmacology of low molecular weight GLP-1 receptor agonist XWO014.

SEEAE BRI R -
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.7999 mL 8.9993 mL 17.9986 mL 44.9964 mL
DMSO 5 mM 0.3600 mL 1.7999 mL 3.5997 mL 8.9993 mL
10 mM 0.1800 mL 0.8999 mL 1.7999 mL 4.4996 mL
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15 mM 0.1200 mL 0.6000 mL 1.1999 mL 2.9998 mL
20 mM 0.0900 mL 0.4500 mL 0.8999 mL 2.2498 mL
25 mM 0.0720 mL 0.3600 mL 0.7199 mL 1.7999 mL
30 mM 0.0600 mL 0.3000 mL 0.6000 mL 1.4999 mL
40 mM 0.0450 mL 0.2250 mL 0.4500 mL 1.1249 mL
50 mM 0.0360 mL 0.1800 mL 0.3600 mL 0.8999 mL
60 mM 0.0300 mL 0.1500 mL 0.3000 mL 0.7499 mL
80 mM 0.0225 mL 0.1125 mL 0.2250 mL 0.5625 mL
100 mM 0.0180 mL 0.0900 mL 0.1800 mL 0.4500 mL
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