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AM-0902 & —FF s B PEBEIS 52K 47 A1 (TRPAL) #5417, /EF T rTRPA1 H1 hTRPAI

Description
] IC50 fH4704 71 A1 131 nM.

IC50 & Target IC50: 71 nM (rTRPA1), 131 nM (hTRPA1)[1]

Cell Line Type Value Description
Agonist activity at human TRPAT1 expressed in
CHO ECso >40 uM tetracycline-inducible T-REx expression system transfected
CHO cells by 45Ca2+ uptake assay
Agonist activity at rat TRPA1 expressed in
CHO ECso > 40 uM tetracycline-inducible T-REx expression system transfected
CHO cells by 45Ca2+ uptake assay
Antagonist activity at rat TRPA1 expressed in
tetracycline-inducible T-REx expression system transfected
CHO cells assessed as inhibition of hypo osmolarity
CHO ICso 0.01 uM
buffer-induced 45Ca2+ uptake preincubated for 10 mins
followed by hypo osmolarity buffer addition measured after 3
mins by TopCount microplate scintillator counting method
Antagonist activity at rat TRPA1 expressed in
tetracycline-inducible T-REx expression system transfected
CHO cells assessed as inhibition of methylglyoxal-induced
CHO ICso 0.019 uM
45Ca2+ uptake preincubated for 10 mins followed by
methylglyoxal addition measured after 3 mins by TopCount
Cellular Effect
microplate scintillator counting method
Antagonist activity at human TRPAT expressed in
tetracycline-inducible T-REx expression system transfected
CHO ICso 0.02 uM CHO cells assessed as inhibition of AITC-induced Ca2+
influx preincubated for 2 mins followed by AITC addition
measured for 2 mins by Fluo-4 dye based FLIPR assay
Antagonist activity at rat TRPAT expressed in
tetracycline-inducible T-REx expression system transfected
CHO ICso 0.02 uM CHO cells assessed as inhibition of AITC-induced Ca2+
influx preincubated for 2 mins followed by AITC addition
measured for 2 mins by Fluo-4 dye based FLIPR assay
Antagonist activity at rat TRPAT expressed in
tetracycline-inducible T-REx expression system transfected
CHO ICso 0.071 uyM CHO cells assessed as inhibition of AITC-induced 45Ca2+
uptake preincubated for 1 min followed by AITC addition

measured after 12 mins

Antagonist activity at human TRPA1 expressed in
CHO ICso 0.131 yM

tetracycline-inducible T-REx expression system transfected
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CHO cells assessed as inhibition of AITC-induced 45Ca2+
uptake preincubated for 1 min followed by AITC addition

measured after 12 mins

In Vitro

AM-0902 & —FiA ik EPE TRPAL 54051, X rTRPA1 F1 hTRPA1 [ IC50 4374 71
Al 131 nM. AM-0902 HAFFBEMN (fE MDCK 41t T Papp=44.5 ncm/s), AKATAER P-gp
HIRY (1E P-gp 1A MDCK Ziflrhiithti=1.3), JFHEM RUFIOEMYE (PBS pH 7.4: 226 nM,
SIF: 248 uM). AM-0902 s Hifk T-HAth TRP GBIE M R IFiEPENE, FOEKERIE 10 v M A
M4 A TRPVL 8% TRPV4, B K TRPVI. TRPV3 =i TRPMS [JiF{k. AM-0902 76 H%E
LREBEE KRR TRPAL B 45Ca2+ @&, 1C50 A 0.019 wM[1].

In Vivo

AM-0902 & —Fi AT 2L FE A 1R 9 TRPAL HE 50 AM-0902 ELA7 3 BF (1) 28 A bk - 22 30
(t1/2=0.6 /NI, KEL (0.5 mg/kg, FHAKESN). KR (30 mgkg, HAR) K 2.8 /). XFT AM-0902,
MBS ARG (AITC) 75 PR £ AR MR, £ 10 F1 30 mg/kg 45255 M3
B4R FERA. 1. 3.0 10 F1 30 mgkg FIEM 1 AN RS S MBKE (Cu) 2HIN 0.051+0.024
(n=8)~0.19+0.11 (n=8), 0.58+0.35 (n=8), and 2.2+0.40 (n=8) 1 M, 25 k4h K i TRPA145Ca2+ IC50
S 0720 2.7, 8.2 A1 30.3 £, TEUL HARTE F B PSR [UAF 0 BEBR IR G R . REA RN
IC50 Jy 0.35 uM, 5#RSKE TRPA145Ca2+ IC B —5 50, REAMAEA 1C90 H 1.7 uM.
HAFEEME, £ 30 mgkg MFET, AM-0902 PLEAN 1C90 IKESS TRPAL, fFHMA
B RPN BRI AT F T A1

Solvent&Solubility

Y P S
DMSO H ¥ MEE : 150 mg/mL (404.54 mM; #87 In#kBhiss; IR DMSO X 7= i IV il B A . 3%
Somi, & FDET AT DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.6969 mL 13.4847 mL 26.9694 mL
Stock Solutions 5mM 0.5394 mL 2.6969 mL 5.3939 mL
10 mM 0.2697 mL 1.3485 mL 2.6969 mL

STEARLE 7 B LE AN [EVA AR o AV B PR A& VA T (5 00 — ELECRUA I, 19 2 26 ORAE, B
ST R R I R P R

il I (A7 T7 KAUIBR: -80°C, 2 years; -20°C, 1 year. -80°C f&TFIN, 54E 2 WA, -20°C ik
T, AR 1T ENRE .

YL

TR IR SEgRsh P ASs 24575 R IR 2 VA IR T &

DUV R 7 S Se % I In Vitro 77 SUBLHITEE R BRI I Bh 7 77«
——PRIESEIR S IR T EENE, P RO R T DRI R A7 25 1R, S OR AT AR SEIR R AR, 2
WESLHIES, 2R,

[ S T AN (=P S = RE Y i VN T 2 78T G R AN A O P C G DU St el B/ TR/ e
BLG, AT LA iR P R 7 R

E S

R FA IR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (6.74 mM); ¥ &

SR BRI > 2.5 mg/mL GERIERFD HIEHHER.

P ImL TAEMB 9B, EL 100 pL 25.0 mg/mL AJ¥%E DMSO fi&ima 400 pL PEG300 1, BA
Y1515 Hi B ARSI 50 uL Tween-80, JRA YA RIGHAREEIIAN 450 uL AFHK EHE 1

mL.
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AEFEEKITECH]: K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE 1% I 1 AR B A K
a3

L -

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

Solubility: > 2.5 mg/mL (6.74 mM); ¥ &k

SRR > 2.5 mg/mL GERIERFD HIEHHER.

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7H DMSO fig & InE] 900 uL 20% [ SBE-B-CD
AEFEAOKEIR T, IREBIN .

2 g SBE-B-CD (fiff T H:Mk B-MAWIKG) MR ERT 10 mL MAERHKT, EEEMERTEY.

FR =

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (6.74 mM); ¥ &k

W7 RT3k > 2.5 mg/mL CHIFIBERED MBI, Sh7 R sEs e A UL ERsh st m
TEREA .

PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7EF DMSO fig#& i inE] 900 uL Tk, JBEH
5.

EZ 3N [1]. Schenkel LB, et al. Optimization of a Novel Quinazolinone-Based Series of Transient Receptor Potential
Al (TRPA1)Antagonists Demonstrating Potent in Vivo Activity. J Med Chem. 2016 Mar 24;59(6):2794-809.
(=4 N
SEEAE BRI R -

TR AR AN RIA T b BV 0 L % B A R 8 28V — ELICIRIE T, TR ORAT 8 S R S VR RIS PR 7 i 2K

R

T RAE )T AR : -80° C, 2 years; -20° C, 1 year. -80° C /2, iH7E 2 EAMEM, -20° CflfERf, &4 1 4E

P .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.6969 mL 13.4847 mL 26.9694 mL 67.4236 mL
5 mM 0.5394 mL 2.6969 mL 5.3939 mL 13.4847 mL
10 mM 0.2697 mL 1.3485 mL 2.6969 mL 6.7424 mL
15 mM 0.1798 mL 0.8990 mL 1.7980 mL 4.4949 mL
20 mM 0.1348 mL 0.6742 mL 1.3485 mL 3.3712 mL
DMSO
25 mM 0.1079 mL 0.5394 mL 1.0788 mL 2.6969 mL
30 mM 0.0899 mL 0.4495 mL 0.8990 mL 2.2475 mL
40 mM 0.0674 mL 0.3371 mL 0.6742 mL 1.6856 mL
50 mM 0.0539 mL 0.2697 mL 0.5394 mL 1.3485 mL
60 mM 0.0449 mL 0.2247 mL 0.4495 mL 1.1237 mL
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80 mM

0.0337 mL 0.1686 mL 0.3371 mL

0.8428 mL

100 mM

0.0270 mL 0.1348 mL 0.2697 mL

0.6742 mL
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