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Description AMG 333 & —FEA CIRGE PER Sk B PR TRPMS K540, 1C50 4 13 nM.
IC50 & Target IC50: 13 nM (TRPMS)[1]
AMG 333 (0.6-3 mg/kg, FJREH, HIK&Z) 1E Ieilin (HY-11062) WS HFHIERFEATH Sprague-
Dawley KRR, G INHIERAEAT ), LW AMG 333 A2EMHET TRPMS #L51[1].
AMG 333 (1-3 mg/kg, HIRFES, HIRG ) EARIEGE S LS T & Sprague—Dawley KBRS
Rdvpr,  FRUEAROR A SIS, R W) AMG 333 ATALAEHI T TRPMS8 #Lxi[1].
Animal Model: Icilin (HY-11062)-induced wet-dog shake (WDS) behavior in
Sprague—Dawley rat model[1]
Dosage: 0.6, 1, 3 mg/kg
Administration: Oral gavage (p.o.), single dose
In Vitro Result: Demonstrated significant dose-dependent inhibition;
3 mg/kg fully inhibited WDS.
Animal Model: Cold stimulation-induced blood pressure elevation Sprague—Dawley rat
model[1]
Dosage: 1, 3 mg/kg
Administration: Oral gavage (p.o.), single dose
Result: Showed significant inhibition of cold-induced blood pressure elevation at
1 mg/kg and 3 mg/kg;
3 mg/kg fully blocked cold-pressor response.
M ST
Solvent&Solubility DMSO AR : > 125 mg/mL (275.74 mM; AR DMSO %7 G I R A B /W, 1560

BitE ) DMSO)

* ">"means soluble, but saturation unknown

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.2059 mL 11.0297 mL 22.0595 mL
Stock Solutions 5mM 0.4412 mL 2.2059 mL 4.4119 mL
10 mM 0.2206 mL 1.1030 mL 2.2059 mL
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VI S

R F RN FER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: >2.17 mg/mL (4.79 mM); 5V

W EATHAG >2.17 mg/mL GHERIERED HIEE AR

UL 1mL TAEWCHE], B 100 pL21.7 mg/mL BT DMSO f## N 400 uL PEG300 1, VR4
Y151, Hi B ARSI 50 uL Tween-80, JRA YA SRIGHAELEIIN 450 uL AFEHK EHE 1
mL,

AEER ALK IR 0.9 g SN, WEMT ddH.0 FHEASE 100 mL, A LA B S 004 B K
s

I -

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

Solubility: >2.17 mg/mL (4.79 mM); 5V

W EATHAG >2.17 mg/mL R RED HIEE AR

PL I mL TAEBCAE], B 100 L 21.7 mg/mL [{7EH DMSO fig#& i inE] 900 uL 20% [ SBE-B-CD
AER R KK B, IREA.

2 g SBE-B-CD (B T 5k B-PRIfE) MiRwEA T 10 mL WAEFEE KA, TEBMEREEN.
HE =

TR FFA IR AT 10% DMSO  —  90% Corn Oil

Solubility: >2.17 mg/mL (4.79 mM); P54

SEJ7 ARG > 2.17 mg/mL CHATFEAR AN AOMEVAIR, L7 225050 A WIZE A H BR3P e8|
TR

L 1mL TAEWCHE], B 100 pL21.7 mg/mL BT DMSO f##BME 900 uL FoKihh, REH
Ao

E = 3TN [1]. Horne DB, et al. Discovery of TRPM8 Antagonist ( S)-6-(((3-Fluoro-4-(trifluoromethoxy)phenyl)
(3-fluoropyridin-2-yl)methyl)carbamoyl)nicotinic Acid (AMG 333), a Clinical Candidate for the Treatment
of Migraine. ] Med Chem. 2018 Sep 27;61(18):8186-8201.
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ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 2.2059 mL 11.0297 mL 22.0595 mL 55.1487 mL
5mM 0.4412 mL 2.2059 mL 44119 mL 11.0297 mL
DMSO 10 mM 0.2206 mL 1.1030 mL 2.2059 mL 5.5149 mL
15 mM 0.1471 mL 0.7353 mL 1.4706 mL 3.6766 mL
20 mM 0.1103 mL 0.5515 mL 1.1030 mL 2.7574 mL
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25 mM 0.0882 mL 0.4412 mL 0.8824 mL 2.2059 mL
30 mM 0.0735 mL 0.3677 mL 0.7353 mL 1.8383 mL
40 mM 0.0551 mL 0.2757 mL 0.5515 mL 1.3787 mL
50 mM 0.0441 mL 0.2206 mL 0.4412 mL 1.1030 mL
60 mM 0.0368 mL 0.1838 mL 0.3677 mL 0.9191 mL
80 mM 0.0276 mL 0.1379 mL 0.2757 mL 0.6894 mL
100 mM 0.0221 mL 0.1103 mL 0.2206 mL 0.5515 mL
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