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In Vitro

ASP7663 concentration dependently increases intracellular Ca2+ concentration in human, rat, and
mouse TRPAI expressed in HEK293 cells in a similar manner, with respective EC50 values (95%
confidence interval [CI]) of 0.51 (0.40 - 0.66), 0.54 (0.41 - 0.72), and 0.50 (0.41 - 0.63) ©mol/L[1].

ASP7663 concentration-dependently stimulates 5-HT release from QGP-1 cells, a lineage of

TRPAT1-expressing EC cells, with an EC50 value of 72.5 (52.6 = 99.9) umol/L[1].

In Vivo

ASP7663 significantly improves the loperamide-induced delay in colonic transit in mice[1].
ASP7663 (orally, 0.3 and 1 mg/kg) significantly shortens the prolonged bead expulsion time caused by
loperamide[1].
ASP7663 (orally, 1 and 3 mg/kg) exhibits inhibitory effects on colorectal distension in rat[1].
Animal Model: CRD model (colorectal distension in rat)[1].
Dosage: 1 and 3 mg/kg.
Administration: Orally.
Result: Significantly reduced the number of abdominal contractions evoked
during CRD at pressures of 30, 45, and 60 mmHg. ASP7663 also reduced

the number of abdominal contractions by intravenous treatment.

Solvent&Solubility

1 B S
DMSO H[1¥EfREE : 50 mg/mL (189.93 mM; #E75 BIIE; IR DMSO 7= i (R il FE A % 52,
T FETIT 1) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 3.7985 mL 18.9926 mL 37.9853 mL
Stock Solutions 5 mM 0.7597 mL 3.7985 mL 7.5971 mL
10 mM 0.3799 mL 1.8993 mL 3.7985 mL
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R FAINEEAAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: > 2.08 mg/mL (7.90 mM); &35
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P ImL TAEM 9B, EL 100 pL 20.8 mg/mL HJ¥%E DMSO fi&iima 400 pL PEG300 i, BA
B8] I R R PN 50 uL Tween-80, VRA 5] AR HARSINA 450 uL AEBEK EHE 1
mL.

AEFEEKITECH]: K 0.9 g EALEN, AT ddH0 FHEAE 100 mL, A LA BV IE % I 1 AR B A K
a3
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IR IR R: 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: > 2.08 mg/mL (7.90 mM); V&%

W7 RT3 > 2.08 mg/mL CHRIERAD IR THIER

PL I mL TAEBCAE], HC 100 uL 20.8 mg/mL [{7EH DMSO fig#& i InE] 900 uL 20% [ SBE-B-CD
B EAOKEIR T, IREBIN .

2 g SBE-B-CD (fiff T H:Mk B-¥AWIKG) MR ERT 10 mL MAERHKT, 5SEEMERTEY.
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LA AR,
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 3.7985 mL 18.9926 mL 37.9853 mL 94.9632 mL
S mM 0.7597 mL 3.7985 mL 7.5971 mL 18.9926 mL
10 mM 0.3799 mL 1.8993 mL 3.7985 mL 9.4963 mL
15 mM 0.2532 mL 1.2662 mL 2.5324 mL 6.3309 mL
20 mM 0.1899 mL 0.9496 mL 1.8993 mL 4.7482 mL
DMSO 25 mM 0.1519 mL 0.7597 mL 1.5194 mL 3.7985 mL
30 mM 0.1266 mL 0.6331 mL 1.2662 mL 3.1654 mL
40 mM 0.0950 mL 0.4748 mL 0.9496 mL 2.3741 mL
50 mM 0.0760 mL 0.3799 mL 0.7597 mL 1.8993 mL
60 mM 0.0633 mL 0.3165 mL 0.6331 mL 1.5827 mL
80 mM 0.0475 mL 0.2374 mL 0.4748 mL 1.1870 mL
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100 mM

0.0380 mL

0.1899 mL

0.3799 mL

0.9496 mL
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