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INTERNATIONAL SEARCH REPORT International application No.

PCT/US05/22307

A. CLASSIFICATION OF SUBJECT MATTER
IPCB):  AGLK 31/445(2006.01),31/451( 2006.01),31/495( 2006.01),31/505( 2006.01),31/47 2006.01);C07D 401/12(
2006.01)

USPC: 514/252,255,256,314,318,323,330,;,544/238,242,336;546/152,193,198,225,225
According to Intemnational Patent Classification (1PC) or to both national classification and IPC

B. FIELLD)S SEARCHED

Minimum documentation searched (classification system followed by classification symbols)
U.S. : 514/252, 255, 256, 314, 318, 323, 330; 544/238, 242, 336, 546/152, 193, 198, 225,226

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched

Elecironic data base consulted during the international search (name of data base and, where practicable, search terms used)

C. DOCUMENTS CONSIDERED TO BE RELEVANT
Category * Citation of document, with indication, where appropriate, of the relevant passeges Relevant to claim No.

X Database CAPLUS on STN (Columbus, OH, USA) No, 108:131815, 'Preparation and testing 1-21,24
o f7-amino-1,3-dihydr-2H-imidazo[4,5-b]quinolin-2-ones as phosphodiesterage and
bloodplatelet aggregation inhibitors), abstract, Meanwell, et al. (1988) see RN 113288-90-7

Y Database CAPLUS on STN (Columbus, OH, USA) No. 118:255342, "{re[artopm pf M- 124
heterpeuc;u;carbpmu;aomp acids and analogs as prolyl endopeptidase inhibitors” abstract,
Hosoda et al. (1993) see

RN 147635-61-8.

Y JP 04-334357 (Hosoda et al.) 20 November 1992, see entire article. 1-24

Y US 5,442,064A (Pieperet al.) 15 August 19935, see entite article especially col. 12 lines 42- 1-24
45, col. 16, lines 506, 61-62.

Y US 2003/0229119 Al (Kym et al.) 11 December 2003, see entire article especially page 1 1-24

section {0002], page 51 section [0905] example 262.

D Further documents are listed in the continuation of Box C. D See patent family annex.

* Special calegories of cited documents! T Ister d publi after the i sonal filing dave or priority
date and not in conflict with the application but cited to und; d the
“A"™  document defining the general state of the et which is not considered to be of inciple er theory underlying the ion
particular relevance
uxn document of particuler relevance; the claimed invention cannot be
“E"  earlier application o patent published on or afier the ji ional filing date congidered novel or cannot be considered 1o involve an invenlive step

when the docement is taken alone .

“L* document which may throw doubts on priority claim(s) or which is cited to .
cstablish the publication date of another citation or other special reason (as oy document of particulnr relevance; the claimed invention cannat be

specified) considered ta involve an inventive step when the document is
combincd with onc or more other such documents, such combination
“0" d ferming to an oral discl use, exhibitian or other means being obvious to a person skilled in the an
"P"  doewment published prior 1o the intémational filing date but later than the “e” dotument member of the same patent family
peiotity date claimed
Date of the actual completion of the intemational search Date of mailing 2' g iﬂ?ﬁ)m}l report
29 March 2006 (29.03.2006) A Ul
Name and mailing address of the ISA/US Anthorized offjéer 7 . .
Mail Stop PCT, Atin; ISA/US . 7 ar
Commissioner for Fatents Celia Chang M@JA .
P.O. Box 1450
Alexandrin, Virginia 22313-1450 Telephone No. 471-272-1600 -

Facsimile No. (571) 273-3201
Form PCT/ISA/210 (second sheet) (April 2005)
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INTERNATIONAL SEARCH REPORT biemational application No

PCTAUSOS5/22307

Bax No. 11 Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet)
This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

L D Claims Nos.:

because they relate to subject matter not requited to be searched by this Authority, namety:

2. D Claims Nos_:

because they relate to parts of the intemnational application that do not comply with the prescribed requirements to such
an extent that no meaningful international search can be carried out, specifically:

3. D Claims Nos.:

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

Box No. Il Qbservations where unity of invention is Iacking (Continuation of item 3 of first sheet)

This Intemational Searching Authority found multiple inventions in this intemational application, as follows:
Please See Continuation Sheet

As all required additional search fees were timely paid by the applicant, this international search report covers all
searchable claims.

As all searchable claims could be scarched without 2ffort justifying additional fees, this Authority did not invite payment
of any additional fees.

Oggd

As only some of the required additional search fees were timely paid by the applicant, this international search report
covers only those claims for which fees were paid, specifically claims Nos.:

4. & No required additional search fees were timely paid by the applicant. Consequently, this international search report is
restricted to the inventipn first mentioned in the claims; it is covered by claims Nos.: 1-24 in part when Cy isaryl, Qs
cycloalkyl

Remark on Protest D The additional scarch fees were sccompanied by the applicant’s protest and, where anplicable, the
payment of a protest fee.

D The additional search fees were accompanied by the appticant’s protest but the applicable protest fee
was not paid within the time limit specified in the invitation.

fodth £ odditianal L Coce

AL
Form PCT/ISA/210 (continuation of first sheei(2)) {April 2005)
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International application No.
INTERNATIONAL SEARCH REPORT PCT/US05/22307

BOX IH. OBSERVATIONS WHERE UNITY OF INVENTION IS LACKING
Group 1, claims [-24 in part when Cy is aryl, Q is cycloalkyl, drawn to arylpiperidinyl compounds.

Group 11, claims 1-24 in part when Cy is heteroaryl, Q is cycloalkyl, drawn to heteroarylpiperidines.

Group 1M1, claims 1-24 in part when Cy is cycloalkyl Q is cycloalkyl, drawn to cycloalkylpiperidines.

Group 1V, claims 1-24 in part when Cy is heterocycloalky), Q is eycloalkyl, drawn to helerocycloalkylpiperidines.

Group V, claims 1-24 in part when Cy is aryl, Q is heterocycloalkyl, drawn to arylpiperidinyl heterocycloalky]l compounds.

Group Vi, claims 1-24 in part when Cy is heteroaryl, Q is helerocycloalkyl, drawn to three heterocyclic ring containing compounds at least
one is unsaturated.

Group VI, claims 1-24 in part when Cy is cycloalky] Q is heterocycloalkyl, drawn to cycloalkylpiperidinylheterocycloalkyl compounds.

Group VIIL, claims 1-24 in part when Cy is heteracycloalkyl, Q is heterocycloalky] drawn to three heterocyclic ring compounds all three
rings are saturated,

Group IX, claims 1-24 in part when Cy is aryl, Q is (CR'*R"*).-A, drawn to arylpiperidiny] compounds.
Group X, claims 1-24 in part when Cy is heteroaryl, Q is (CR""R'%)-A, drawn 10 heteroarylpipetidines.
Group X], claims [-24 in part when Cy is cycloalkyl @ is (CR®R"),+A, drawn o cycloalkylpipenidines.
Group XII, claims 1-24 in part when Cy is heterocycloalkyl, Q is (CR™R'")u-A, drawn to heterocycloslkylpiperidines.
Group X111, claims 25-26, 28-29, drawn 1o method of treating disease associated with 1 IpHSD or MR.
Group X1V, claim 27, drawn to method of inhibiting conversion of cortisone to cortisal.
The inventions listed as Groups 1-XIV do not relate 1o a single general inventive concept under PCT Rule 13.1 because, under PCT Rule
13.2, they lack the same or corresponding special technical features based on the guidelines set forth by Annex B, Markush practice,
section (B)(2)(v) which says;
“When dealing with alternatives, if it can be shown that at least one Morkush alternative is not novel over the prior art, the
question of unity of invention shall be reconsidered by the examiner”.

In the instant casc, at least one Markush altermative is not novel because a commercial marketed compound (see CHEMCATS
£59095-90-2) anticipated group If Cy is heteroaryl, Q is cycloalkyl compounds.

Form PCT/ISA/210 (extra sheet) (April 2005)
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