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Description

Batefenterol (GSK961081;TD-5959)-& —##7 f) muscarinic SZAAREHLHIA B 2-15 LI 5 Z AR 507,
XFhM2, hM3 fl B 2-15 BREZ4A = 7y, Ki 5000y 1.4, 1.3 Rl 3.7nM.

IC50 & Target

mAChR2 mAChR3

In Vitro

Batefenterol J&—F§i AL first-in-class WABDWIhREAL G100, A B S0 P57 (MA) Al
B2-B FARFRAEZIRBENF (BA) $51E (MABA). 16 A E 41201 70 M JBUR PR RC A 45 S0 e,
Batefenterol %f hM2 (Ki=1.4 nM). hM3 FHFH 2 A (Ki=1.3nM) Il hB RO EEM S -5 iR
itk (Ki=3.7 nM). Batefenterol +&—F %1 hB 2-1 FIR&KAEZABMEh7 (EC50=0.29 nM, I
FlH cAMP KT, DhfigisErELl hB & 440 f5F0 320 {5 1-F1 h B 3-F FIREGEZA[1].

In Vivo

TERR RS AE R R 56, TN Batefenterol j#if MA (ED50=33.9 1 g/mL). BA (ED50=14.1 1
g/mL) I MABA (ED50=6.4 ug/mL) #lifil.45%5)54i5 7 K, Batefenterol jl#if MA.BA I MABA
AL X AR BRI 2 1S R E IR R[] ERIARARFEM M3 F B2 MIRR S ARE P,
Batefenterol i#id i M3 SZAKTE LS HUATOWE NS TR 5t (EC50=50 nM) F1 B2 32k
HIWEER (EC50=25 nM). X8 B2 AR R0 B 2 SZARAYIE-A 15 A LL 5 A AT AT — b o e BE A 4L
(EC50=10 nM). Batefenterol FA PRIE 135 B2 AL I 1 (2] -

Solvent&Solubility

i) g
DMSO ¥R > 100 mg/mL (135.09 mM; WRIEH DMSO X7 fh I iR A B & jm, 116 A
FITEY) DMSO)

* ">" means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 1.3509 mL 6.7546 mL 13.5091 mL
Stock Solutions 5 mM 0.2702 mL 1.3509 mL 2.7018 mL
10 mM 0.1351 mL 0.6755 mL 1.3509 mL
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KA INEAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (3.38 mM); ¥&i& A

W7 EAPAG > 2.5 mg/mL (R ARKD HEHHET.
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DL I mL TAEBCAE], HC 100 uL 25.0 mg/mL {1785 DMSO & in%] 400 uL PEG300 #, JBH
1515 Hi B A RF I 50 uL Tween-80, JRA YA SRIGHAELEIIN 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 -

EIRF I INEFER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (3.38 mM); ¥ &k

SET7 AR > 2.5 mg/mL CHLRIBERED BRI IhJ7 R 9 e A UL s Y se s mg
TEREA .

PL I mL TAEBCAE], B 100 uL 25.0 mg/mL 7 DMSO fig & inE] 900 uL Tk, JBEH
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
B
W
1 mM 1.3509 mL 6.7546 mL 13.5091 mL 33.7728 mL
5 mM 0.2702 mL 1.3509 mL 2.7018 mL 6.7546 mL
10 mM 0.1351 mL 0.6755 mL 1.3509 mL 3.3773 mL
15 mM 0.0901 mL 0.4503 mL 0.9006 mL 22515 mL
20 mM 0.0675 mL 0.3377 mL 0.6755 mL 1.6886 mL
DMSO
25 mM 0.0540 mL 0.2702 mL 0.5404 mL 1.3509 mL
30 mM 0.0450 mL 0.2252 mL 0.4503 mL 1.1258 mL
40 mM 0.0338 mL 0.1689 mL 0.3377 mL 0.8443 mL
50 mM 0.0270 mL 0.1351 mL 0.2702 mL 0.6755 mL
60 mM 0.0225 mL 0.1126 mL 0.2252 mL 0.5629 mL
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80 mM

0.0169 mL 0.0844 mL 0.1689 mL

0.4222 mL

100 mM

0.0135 mL 0.0675 mL 0.1351 mL

0.3377 mL
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