(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT)

(19) World Intellectual Property Organization Vd”Ij

) IO O T OO0 A O

International Bureau

(43) International Publication Date
31 January 2008 (31.01.2008)

(10) International Publication Number

WO 2008/013861 A3

(51) International Patent Classification:
GOIN 33/53 (2006.01)

(21) International Application Number:
PCT/US2007/0167438

(22) International Filing Date: 26 July 2007 (26.07.2007)

(25) Filing Language: English

(26) Publication Language: English
(30) Priority Data:
60/833,481 27 July 2006 (27.07.2006) US
(71) Applicant (for all designated States except US): RED-
POINT BIO CORPORATION [US/US]; 7 Graphics

Drive, Ewing, NJ 08628 (US).

(72) Inventors; and

(75) Inventors/Applicants (for US only): S. Paul, Lee
[US/US]; 1801 Buttonwood Street Apartment 1219,
Philadelphia, PA 19130 (US). YANG, Qifeng [US/US];
10 Boice Lane, Belle Mead, NJ 08502 (US). BRYANT,
Robert, W. [US/US]; 7 Graphics Drive, Ewing, NJ 08628
(US). BUBER, Tulu [US/US]; 7 Graphics Drive, Ewing,
NJ 08628 (US).

(74) Agents: SHEA, Timothy, J., Jr. et al.; Sterne, Kessler,
Goldstein & Fox PL.L.C., 1100 New York Avenue, N.W.,
Washington, DC 20005-3934 (US).

Designated States (unless otherwise indicated, for every
kind of national protection available): AE, AG, AL, AM,
AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, BZ, CA, CH,
CN, CO, CR, CU, CZ, DE, DK, DM, DO, DZ, EC, EE, EG,
ES, FI, GB, GD, GE, GH, GM, GT, HN, HR, HU, ID, 1L,
IN, IS, JP, KE, KG, KM, KN, KP, KR, KZ, LA, LC, LK,
LR, LS, LT, LU, LY, MA, MD, ME, MG, MK, MN, MW,
MX, MY, MZ, NA, NG, NI, NO, NZ, OM, PG, PH, PL,
PT, RO, RS, RU, SC, SD, SE, SG, SK, SL, SM, SV, SY,
TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA,
M, ZW.

Designated States (unless otherwise indicated, for every
kind of regional protection available): ARIPO (BW, GH,
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
FR, GB, GR, HU, IE, IS, IT, LT, LU, LV, MC, MT, NL, PL,
PT, RO, SE, SI, SK, TR), OAPI (BF, BJ, CF, CG, CI, CM,
GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG).

Published:
with international search report

(81)

(34)

(88) Date of publication of the international search report:
4 December 2008

8/013861 A3 I} 10 0 00 OO0 R

=
—

=
=

(54) Title: SCREENING ASSAY FOR INHIBITORS OF TRPA1 ACTIVATION BY A LOWER ALKYL PHENOL

(57) Abstract: The invention relates an assay useful for screening and identifying compounds as modulators of lower alkyl phenol
activation of TRPA1. Thymol, a lower alkyl phenol anti-infective and the active ingredient in, e.g., mouthwashes, is stringent and
has an objectionable burning taste sensation. Thymol activates the transient receptor potential like ion channel TRPA1. The assay
described and claimed herein involves measurement of activation of TRPA1 and enables the screening of compounds that inhibit
lower alkyl phenol, or thymol activation of TRPA1. Inhibitors of thymol activation of TRPA1 can be used to prevent the objection-
able taste of thymol in medical uses where taste limits acceptance.
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