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Summary of Facts and Subm ssi ons

The appeal lies fromthe Exam ning Division's decision,
despat ched on 28 June 1999, refusing European patent
application No. 95904333.2, published as WO 95/17406
on the ground of |ack of inventive step in the light of
t he di scl osure of docunents

(1) EP-A-0 138 441 and
(2) US-A5 242 942.

In particular, the Exam ning Division found that a
skill ed person woul d have expected that by replacing

t he tetrahydropyranyl ring in the conpounds descri bed
in docunent (2) by a cyclohexyl ring the anticonvul sant
activity would not be lost, since it was known from
docunent (1) that anticonvul sant activity was
mai nt ai ned by replacing the ring oxygen atom by a

nmet hyl ene group.

. During the oral proceedi ngs before the Board, which
t ook place on 11 February 2004, the Appellant filed
sets of clains according to a main request and first to
si xth auxiliary requests.

Claim1 according to the main request read:

"A conpound represented by the fornula I:

CH,0S0,NR, R,
o~ V< o
ReXog’ o
R{ R,

wher ei n:
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R; and R, are the sane or different and are sel ected
from hydrogen and net hyl ;

X may be chosen fromcarbon (C) or sul phur (S), with
the stipulation that:

when X is carbon, Rs and Rs are each nethyl and Ry
and R, are the sane and are selected from
hydrogen and net hyl; and

when X is sul phur, R and R, are each hydrogen, and
one of Rz and Rs i s oxygen and the other is a
| one pair of electrons, or both Rs and Rs are

oxygen; or

t he pharnmaceutically acceptable salt, hydrate, anoner,

di astereoner, or enanti oner thereof."
Claim1 of the first auxiliary request read:

"A conpound represented by the fornula I:

CH,OS0,NR, R,
o~ %3
Rs—=X-o (o] i
Rl R,

wher ei n:
R; and Ry are each nethyl;

X may be chosen fromcarbon (C) or sul phur (S), with
the stipulation that:
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when X is carbon, Rs and Rs are each nethyl and Ry
and R, are the sane and are selected from
hydrogen and net hyl; and

when X is sul phur, R and R, are each hydrogen, and
one of Rz and Rs i s oxygen and the other is a
| one pair of electrons, or both Rs and Rs are
oxygen; or

t he pharnmaceutically acceptable salt, hydrate, anoner,

di astereoner, or enantioner thereof."”
Claim 1 according to the second auxiliary request read:

"A conpound represented by the fornula I:

CH;0S0;NR, R,
o~ V< o
= 3
nsngx -0 o
R,
[
wher ei n:

R; and R, are each nethyl;

X may be chosen fromcarbon (C) or sul phur (S), with
the stipulation that:

when X is carbon, Rs and Rs are each nethyl and Ry
and R, are each hydrogen; and

when X is sul phur, R and R, are each hydrogen, and
one of Rz and Rs i s oxygen and the other is a
| one pair of electrons, or both Rs and Rs are
oxygen; or

0533.D
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t he pharnmaceutically acceptable salt, hydrate, anoner,

di astereoner, or enantiomer thereof."”
Claim 1 according to the third auxiliary request read:

"A conpound represented by the fornula I:

CH,OS0,NR, R,
o~ %3
Rs—=X-o (o] i
Rl R,

wher ei n:
X is carbon;

R, and R, are the sane and are sel ected from hydrogen
and net hyl ;

R; and R, are the sane or different and are sel ected
from hydrogen and net hyl; and

Rs and Rs are each nethyl; or

t he pharnmaceutically acceptable salt, hydrate, anoner,

di astereoner, or enantioner thereof."”
Claim1 according to the fourth auxiliary request read:

"A conpound represented by the fornula I:

CHOSO,NR R,
o~ %3
Rs—=X-o (o] i
R{ R,

wher ei n:

X is carbon;
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R, and R, are the sane and are sel ected from hydrogen
and net hyl ;

Rs, Ry, Rs and R; are each nethyl; or

t he pharnmaceutically acceptable salt, hydrate, anoner,

di ast ereoner, or enanti oner thereof."

The fifth auxiliary request consisted of five clains
readi ng:

"1. A conpound represented by the fornmula I:

CH,OS0,NR, R,
o~ %3
Rs—=X-o (o] i
Rl R,

wher ei n:

X is carbon;

R, and R, are each hydrogen; and

Rs, Ry, Rs and R; are each nethyl; or

t he pharnmaceutically acceptable salt, hydrate, anoner,

di ast ereoner, or enanti oner thereof."
"2. The conpound of claim1, being

(1R 2R 3S,4S5)-(1, 2: 3,4-di - O net hyl et hyl i denecycl ohexan-
1,2,3,4-tetraol -4-yl)methyl sulfamate.”
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"3. A pharmaceutical conposition conprising the
conmpound of claiml1, in conbination with a
pharmaceutically acceptable carrier, said conpound
being present in a therapeutically effective amount for

treating convul sions."

"4, A conpound of claim1 for use in a nethod for the

treat nent of convul sions."

"5. A conpound of claim1 for use in the manufacture of
a nmedi canent for the treatnment of convul sions.”

L1l The Appel |l ant submtted that none of the clains
according to any of the main and auxiliary requests
contravened Article 123(2) EPC and that it could be
deduced neither from docunent (1) nor from docunment (2)
that the cl ai med conpounds woul d have anti convul sant
activity.

| V. The Appel |l ant requested that the decision under appeal
be set aside and that a patent be granted on the basis

of the main or first to sixth auxiliary requests, al
filed on 11 February 2004.

Reasons for the Decision

1. The appeal is adm ssible.

2. Main and first to fourth auxiliary requests

0533.D
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Article 123(2) EPC

Article 123(2) EPC stipul ates that a European patent
may not be anmended in such a way that it contains

subj ect-matter which extends beyond the content of the
application as filed.

In accordance with the established jurisprudence of the
Boards of Appeal, the relevant question to be decided

i n assessi ng whet her an anendnent adds subject-matter
ext endi ng beyond the content of the application as
filed, is whether the proposed anendnents were directly
and unanbi guously derivable fromthe application as
filed.

Claim 1 according to the main request

The only general information about the nature of the
substituents is to be found on page 2, lines 15 to 25,
and in Caiml, where it is stated that

- Rs and Ry are hydrogen or |ower alkyl;

- R; and R, are hydrogen, alkyl (C to G), cycloal kyl
(G to G), allyl or benzyl and preferably hydrogen;
and

- Rs and Rs are hydrogen or |lower alkyl when Xis C
and Rs and Rs are both oxygen or one is oxygen and
the other is a lone pair of electrons.

The conpounds of present Claim1l thus essentially
differ fromthe conmpounds of Claim1 in the application
as filed by restricting
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(i) lower alkyl in R and Ry to nethyl and

(i1) R, R, Rs and Rs to specific radicals dependent on
whether X is Cor S

Therefore, the question arises whether conpounds havi ng
such conbi nation of radicals as substituents were
directly and unanbi guously derivable fromthe
application as filed.

The Appellant subm tted that support for such conpounds
could be found in the application as filed from page 3,
line 2, stating that the termal kyl includes nmethyl, in
conbination with the specific conpounds described in

t he exanpl es.

However, the fact that it is stated on page 3, lines 1
to 3, that al kyl includes nethyl does not result in a
di scl osure, for exanple, of conpounds wherein Xis C
and all R substituents are nethyl.

Furthernore, the preferred conpounds described on

page 3, lines 8 to 18, and the conpounds described in
the exanples are all specific stereochem cal forns of
conmpounds of formula | according to Caim1, which
cannot be considered as a disclosure of such conpounds,
i ndependent of their stereochem cal form

As the conbination of all the features of daim1l is

t hus not clearly and unanbi guously derivable fromthe
application as filed, it does not neet the requirenent
of Article 123(2) EPC
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2.1.2 daim1l according to the first, second and fourth

auxiliary requests

Si nce conpounds of formula | wherein Xis C and all of

Rs, Ry, Rs and Rs; are nmethyl are clainmed, for the reason
given in point 2.1.1 also Caim1l of any of those
requests does not neet the requirenent of Article 123(2)
EPC.

2.1.3 daim1l according to the third auxiliary request

Nowhere fromthe general description of the application
as filed may it be deduced that when X is sul phur, each
of Ry and R, i s hydrogen. Moreover, since the conpounds
described in exanples 3 and 5 are all specific
stereochem cal forms of conpounds of formula

according to Caim1l1, which cannot be considered as a
di scl osure of such conpounds, independent of their
stereochem cal form Claim1l can not be considered to
neet the requirenent of Article 123(2) EPC either.

2.2 Fifth auxiliary request

2.2.1 Article 123(2) EPC

Claim1 is supported by the disclosure on page 8,

lines 20 to 23, of the application as filed, describing
t he conpounds of fornmula | wherein R, and R, are
hydrogen, Rs, Ry, Rs and Rs are nethyl and X is carbon;
the specific diastereoneric formin Caim2is
identical with the one described in exanple 1 of the
application as filed; CQaim3 is identical with
original Caim8; and Clains 4 and 5 are supported by

t he di scl osure of the paragraph bridging pages 1 and 2

0533.D
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of the application as filed, stating that the clained
conpounds have anticonvul sant activity and, as a result,
such conmpounds and pharnmaceuti cal conpositions
cont ai ni ng such conpounds are useful for the treatnent

of convul si ons.

2.2.2 Novelty

The cl ai med conpound differs fromthose described in
docunent (1) by the cyclohexyl ring bearing in the 3
and 4 positions a di-Onethylethylidene group and from
t hose described in docunent (2) at |east by the
presence of a cycl ohexyl ring.

The cl ai med conpound is thus novel over the cited prior
art docunents according to Article 54(2) EPC

2.2.3 Inventive step

I n accordance with the "probl em sol uti on approach”
applied by the Boards of Appeal to assess inventive
step on an objective basis, it is in particular
necessary to establish the closest state of the art
formng the starting point, to determne in the |ight
t hereof the technical problemwhich the invention
addresses and solves and to exam ne the obvi ousness of
the clained solution to this problemin view of the
state of the art.

The "cl osest state of the art” is normally a prior-art
docunent di scl osing subject-matter aimng at the sane
obj ective as the clained invention and havi ng the nost

rel evant technical features in common.

0533.D
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Since Caim1l relates to a (cycl ohexyl) net hane

sul famat e and since docunent (1) is the only avail able
docunent al so describing (cyclohexyl)nethane sul famates,
docunent (1) is considered to be the closest prior art
and, thus, a suitable starting point for evaluating the

i nventive nerit.

Docunent (1) indeed discloses conmpounds of fornula

X Ha0S0:NHR,
m—f;:;8<c
R

A Ry
havi ng anticonvul sant activity and exanple 3 therein
specifically describes the conmpound of formula

e
- L]
e L™

B

It is uncontested that, starting fromthe disclosure of
docunent (1), the problemunderlying the invention is
t he provision of a further anticonvul sant conpound.

The application in suit clains to solve this problens
by neans of the conpound defined in Caiml.

Consi dering the teaching on page 8, lines 20 to 23, of
the application as filed that the anticonvul sant
activity of the claimed conpound gave an EDsy of 16
nmg/ kg in mce at 4 hours foll ow ng oral dosing, the
Board has no reason to doubt that the problem
underlying the invention is effectively solved with the
cl ai med conpound.

It therefore remains to be decided whether, in the
[ight of the teachings of the cited docunents, a
skill ed person seeking to solve the above-nenti oned
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probl em (see point 3.2.4) would have arrived at the
cl ai med conmpounds in an obvi ous way.

Al t hough docunent (1) is related to conmpounds wherein
the X in the six-nenbered ring may be -CH,- as well

as -O and the vicinal R groups on the six-nenbered
ring my forma di-Onethylene group, it clearly nakes
a distinction between conpounds having a cycl ohexane
ring (X=CH;) and those having a tetrahydropyran ring
(X=0) (see page 2, lines 14 to 23). Since docunment (1)
only teaches that in the case of a cycl ohexane ring the
two vicinal R-groups nay be joined to forma benzene
ring, it may not be deduced therefromthat the now

cl ai med conmpound woul d have anticonvul sant activity.

Docunment (2) is noreover related to conpounds having
anti convul sant activity. The conpounds descri bed

t herein, however, all contain a 4,5-0 sul fonyl -
tetrahydropyranyl ring. Since docunent (2) is thus
concerned neither with cycl ohexyl met hyl sul famates nor
W th conpounds substituted with two di - O nethyl ene
groups, it could not be deduced fromthis docunent

ei ther that the claimed conmpound woul d have
anticonvul sant activity.

The conpound of Claim1l is thus not rendered obvious by
t he teaching of either of documents (1) or (2), taken

in isolation or in conbination.

Clainms 2 to 5 derive their patentability fromthe sane

i nventive concept as Caiml.
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2.3 Si xth auxiliary request

In the light of the above findings, there is no need to
consi der this request.

Or der

For these reasons it is decided that:

1. The deci sion under appeal is set aside.

2. The case is remtted to the first instance with the
order to grant a patent on the basis of Clains 1 to 5
of the fifth auxiliary request submitted on 11 February
2004 and a description to be adapted thereto.

The Regi strar: The Chai r man:

N. Maslin A. Nuss

0533.D



