wo 2014/064566 A1 || I ¥ 1 0V O A A R0 R

(43) International Publication Date

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

(19) World Intellectual Property Ny
Organization é
International Bureau -,

=

\

(10) International Publication Number

WO 2014/064566 A1

1 May 2014 (01.05.2014) WIPOIPCT
(51) International Patent Classification: (74) Agents: OLSON, A. Dean et al.; Pfizer Inc., Eastern Point
A61K 31/519 (2006.01) A61P 13/12 (2006.01) Road MS 8260-2141, Groton, CT 06340 (US).
(21) International Application Number: (81) Designated States (uniess otherwise indicated, for every
PCT/IB2013/059239 kind of national protection available). AE, AG, AL, AM,
(22) Imternational Filing Date: AO, AT, AU, AZ, BA, BB, BG, BH, BN, BR, BW, BY,
’ BZ, CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM,
9 October 2013 (09.10.2013) DO, DZ. EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT,
(25) Filing Language: English HN, HR, HU, ID, IL, IN, IR, IS, JP, KE, KG, KN, KP, KR,
. KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, MF,
(26) Publication Language: English MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI, NO, NZ,
(30) Priority Data: OM, PA, PE, PG, PH, PL, PT, QA, RO, RS, RU, RW, SA,
61/717,429 23 October 2012 (23.10.2012) Us SC, SD, SE, SG, SK, SL, SM, ST, SV, 8Y, TH, TJ, TM,
TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM,
(71) Applicant: PFIZER INC. [US/US]; 235 East 42nd Street, ZW.
New York, New York 10017 (US).
(84) Designated States (uniess otherwise indicated, for every
(72) Imventors: CLERIN, Valerie; 32 Hardy Avenue, Water- kind of regional protection available): ARIPO (BW, GH,

town, Massachusetts 02472 (US). GALE, Jeremy; 5 Wil-
low Avenue, Somerville, Massachusetts 02144 (US).
TAMIMI, Nihad; c¢/o Walton Oaks, FINGER 5-2, IPC
200, Walton Oaks Dorking Road, Tadworth Surrey KT20
7NS (GB).

GM, KE, LR, LS, MW, MZ, NA, RW, SD, SL, SZ, TZ,
UG, ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, RU, TJ,
TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK,
EE, ES, FL FR, GB, GR, HR, HU, IE, IS, IT, LT, LU, LV,
MC, MK, MT, NL, NO, PL, PT, RO, RS, SE, SI, SK, SM,
TR), OAPI (BF, BJ, CF, CG, CIL, CM, GA, GN, GQ, GW,
KM, ML, MR, NE, SN, TD, TG).

[Continued on next page]

(54) Title: USE OF A TETRASUBSTITUTED PYRAZOLO[4,3-D]PYRIMIDINE COMPOUND FOR TREATING DIABETIC
NEPHROPATHY

1-(2-ethoxyethyl)-5-(ethyl(methyl)amino)-7-((4-methylpyridin-2-yl)amino)-N-

(methylsulfonyl)-1H-pyrazolo[4,3-d]pyrimidine-3-carboxamide

ha
oy

- a3
o =3 o (=]
: H :

MicroaibuminuriaimgfL/24h}
[~

SILDENAFIL

CRASAL SFINAL |
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(57) Abstract: The present invention relates to methods
of delaying progression to end stage renal disease
(ESRD) in patients comprising administration of 1-(2-
ethoxyethyl)-5-(ethyl(methyl)Jamino)-7-((4-methyl-
pyridin-2-yl)amino)-N-(methylsultonyl)-1H-
pyrazolo[4,3-d|pyrimidine-3-carboxamide. The present
invention also includes administration of pharmaceutic-
al compositions for delaying progression to ESRD. 1-
(2-ethoxyethyl)-5-(ethyl(methyl)amino)-7-((4-methyl-
pyridin-2-yl)amino)-N-(methylsultonyl)-1H-
pyrazolo[4,3-d|pyrimidine-3-carboxamide.
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