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(57) Abstract: The present application provide processes for the preparation of fingolimod and its pharmaceutically acceptable salts,
process for the purification of fingolimod hydrochloride and process for the preparation of amorphous fingolimod hydrochloride.



WO 2012/146980 A3 WAL H0 TN 0 T A O

TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, _ before the expiration of the time limit for amending the

ML, MR, NE, SN, TD, TG). claims and to be republished in the event of receipt of
Published: amendments (Rule 48.2(h))

—  with international search report (Art. 21(3)) (88) Date of publication of the international search report:
27 December 2012



INTERNATIONAL SEARCH REPORT

International application No.

PCT/1B2012/000922

A. CLASSIFICATION OF SUBJECT MATTER

see extra sheet

According to International Patent Classification (IPC) or to both national classification and IPC

B. FIELDS SEARCHED

Minimum documentation searched (classification system followed by classification symbols)

IPC:C07C211/-; CO7D333/-

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

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

WPLEPODOC;PAJ;CNKLIEE;CNPAT;STN (REGISTRY,CAPLUS,CASREACT), fingolimod, FTY720, FTY,CAS RN: 162359-56-0,
162359-55-9

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category*

Citation of document, with indication, where appropriate, of the relevant passages

Relevant to claim No.

see scheme 2

X BISWAJIT Kalita et al. Synthesis of 2-nitro alcohols by regioselective ring
opening of epoxides with MgSO4/MeOH/NaNO?2 system: a short synthesis of
immunosuppressive agent F1'Y-720, Synlett, 2001, No.9, pages 1411-1414

A CN1765872A (JIANGSU WUZHONG SUYAO DRUGS DEVELOPMENT CO.,
[.TD.) 03 May 2006 (03.05.20006), see pages 8-9, examples 1-8

26-28

1-28

[] Further documents are listed in the continuation of Box C.

X See patent family annex.

* Special categories of cited documents:

“A” document defining the general state of the art which is not

considered to be of particular relevance

“E” earlier application or patent but published on or after the
international filing date

“L”  document which may throw doubts on priority claim (S) or
which is cited to establish the publication date of another
citation or other special reason (as specified)

“O” document referring to an oral disclosure, use, exhibition or

other means

“P”  document published prior to the international filing date
but later than the priority date claimed

“T”  later document published after the international filing date
or priority date and not in conflict with the application but
cited to understand the principle or theory underlying the
invention

“X” document of particular relevance; the claimed invention
cannot be considered novel or cannot be considered to involve
an inventive step when the document is taken alone

“Y” document of particular relevance; the claimed invention
cannot be considered to involve an inventive step when the
document is combined with one or more other such
documents, such combination being obvious to a person

skilled in the art

“& ”document member of the same patent family

Date of the actual completion of the international search

24 Sep. 2012 (24.09.2012)

Date of mailing of the international search report

18 Oct. 2012 (18.10.2012)

[Name and mailing address of the ISA/CN

[The State Intellectual Property Office, the P.R.China

6 Xitucheng Rd., Jimen Bridge, Haidian District, Beijing, China
100088

[Facsimile No. 86-10-62019451

Authorized officer

WANG Ying
Telephone No. (86-10)62086304

Form PCT/ISA /210 (second sheet) (July 2009)




International application No.

PCT/1B2012/000922

INTERNATIONAL SEARCH REPORT

Box No.II  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:

1. [0 Claims Nos.:
because they relate to subject matter not required to be searched by this Authority, namely:

2. [0 Claims Nos.:
because they relate to parts of the international application that do not comply with the prescribed requirements to such an
extent that no meaningful international search can be carried out, specifically:

3. [ Claims Nos.:
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).
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A. Box No. III Observations where unity of invention is lacking (Continuation of item 3 of first
sheet)

This application contains the following four groups of inventions:

Group 1: the subject-matter of claims 1-28 relating to a process for the preparation of fingolimod
of (Ia);

Group 2: the subject-matter of claims 29-30 relating to a process of the purification of fingolimod
hydrochloride;

Group 3: the subject-matter of claims 31-34 relating to a process for the preparation of amorphous
fingolimod hydrochloride;

Group 4: the subject-matter of claim 35 relating to amorphous fingolimod hydrochloride having
purity greater than 99.8%.

Although there are the common technical feature fingolimod among groups 1-4, fingolimod is
[known compound in prior art. So fingolimod is not the common special technical feature. Therefore
there is no special technical feature among Groups 1-4. The application hence does not meet the
requirement of unity of invention as defined as PCT Rule 13.2.
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