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Claims

Use of a l-phenyl-3-dimethylamino-propane compound

~ according to the general Formula T -

wherein X is selected fxom CH, F, Cl, -OC(Q)CH; or H,
preferably CH, F, OC(0O)CHz or H,

and/or

R! is selected from Ci-4—alkyl, saturated and
unsubstituted, branched or unbranched; preferably CHs,
CoHs, C4Hs or t-butyl, in particular CH; oxr CsHs,

and/oxr

R? and R® independently of one another are selected
from H, Ci-4—alkyl, saturated and unsubstituted,
branched or unbranched; preferably H, CH;, CzHs, i-

propyl or t-butyl, in particular H or CH;, preferably
R3=Hf...

or
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R? and R® together form a Cs.¢-cycloalkyl radical,
saturated or unsaturated, unsubstituted or
monosubstituted or polysubstituted, preferably:

saturated and unsubstituted, in particular cyclochexyl,
and/or

R® to Rn, in which three or four of the radicals R’ to
R™ must correspond to H, are independently of one
another selected from H, Cl, F, CH, CF:H, CF3: or Ci4-
alkyl, saturated and unsubstituted, branched or
unbranched; OR! or SR, where R is selected from C;-
s—alkyl, saturated and unsubstituted, branched or

unbranched;

preferably H, Cl, F, OH, CFpH, CF;, OCHz or SCHj

or R and R form a 3,4-0CH=CH ring,

in particular

if R®, R and R¥ correspond to H, one of R and R¥?
also corresponds to H, while the other is selected

from:

Ccl, F, OH, CF.H, CFz, OR* or SR, preferably OH, CF.H,
OCHs or SCHs,

or

if R’ and R*?® correspond to H and R corresponds to OH,

OCH3, Cl or F, preferably to Cl, then one of R*® and Rr'?
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also corresponds to H, while the other corresponds to
OH, OCH;, Cl or F, preferably Cl,

or

if rR%, R ,R12 and R®® correspond to H, R is selected

from CF3;, CFH, Cl or F, preferably F,
or

if R, R and R'? correspond to H, one of R® and R®
also corresponds to H, while the other is selected
from OH, OCyHs or OC3H-,

optionally in the form of their racemates, their pure
stereoisomers, in particdular enantiomers or
diastereomers, or in the form of mixtures of the
sterecisomers, in particular of the enantiomers or
diastereomers, in an arbitrary mixture ratio; in the
prepared form or in the form of their acids oxr their
bases or in the form of their salts, in particular the
rhysiclogically compatible salts, or in the form of

their solvates, in particular the hydrates;

for the production of a medicament for treating
rheumatoid, preferably rheumatoid arthritic, wvery

preferably chronic rheumatoid arthritic pain;

with the proviso that the medicament is not a dosage
form comprising at least one form of tapentadol and at

least one opiold antagonist wherein the said



24

antagonist improves the efficacy and or reduces the

side effects of tapentadol;

and with the proviso that the medicament is not a

5 pharmaceutical composition comprising a slow reiease
tapentadol and at least one pharmaceutically
acceptable carrier, and a second active agent, wherein
the second active aqgent is tramadol, a GABA analogues
or an NSAID.

10
2. Use according to claim 1, characterised in that the
compound of the Formula I where R® = H is present in
the form of the diastereomers with the relative
configuration Ia
15
R
R’!.d:x-/Lqu *\X SL 3 Y
fJI S A % :
R Y Re? OO
Riz
fa

is used in particular in mixitures with a higher proportion
of this diastereomer compared to the other diastereomer,

20 or is used as pure diastereomer.

3. Use according to one of claims 1 and 2, characterised
in that a compound of the Formula I selected from the
following group 1is used:

25
* (2RS, 3RS)-1-dimethylamino-3~- (3-methoxyphenyl)-2-
methyl-pentan-3-ol,
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(+)- (2R, 3R)-1-dimethylamino-3- (3-methoxyphenyl)~-2-

nethyl-pentan-3-0l, and
(2R, 3R) ~1~dimethylamino-3- (3-methoxyphenyl)-2-
methylpentan-3-ol,

(- )—(25,38)-1-dimethylamino-3- (3-methoxyphenyl) -2-

methyl-pentan-3-ol,

(25,38)~1-dimethylamino~3~ {3-methoxyphenyl) -2~
methylpentan-3-ol,

(2RS, 3RS} -3~ (3, 4-dichlorophenyl) -1~
dimethylamino-2methyl-pentan-3-o0l,

(2 RS, 3RS} ~3~(3~-difluorcmethylphenyl)-1-
dimethylamino-2methyl-pentan-3-ol,

{2RS, 3RS})-1-dimethylamino-2-methyl-3-(3-
methylsulfanylphenyl)-pentan-3-o0l,

(3RS) -1l-dimethylamino-3- (3-methoxychenyl) -4, 4~
dimethylpentan-3-o0l,

{2RS, 3RS) -3—- (3-dimethylamino-l-ethyl~l-hydroxy-2-
methylpropyl) ~phenol,

(1RS, 2RS)-3-(3-dimethylamino-l-hydroxy-1 ,2-
dimethylpropyl) -phenol,

(+)- (LR, 2R)-3-(3-dimethylamino-l-hydroxy-1,2-
dimethylpropyl)-phenol,

{1R, 2R}-3-(3-dimethylamino-l-hydroxy-1,2-
dimethylprcopyl) phenol,

(-)-(15, 25)-3-(3-dimethylamino-l1-hydrozxy-1,2-
dimethylpropyvl) -phenol,

(15, 28)-3-(3-dimethylamino-l-hydroxy-1,2-
dimethylpropyl)phenol,

(RS, RS)-3-(3-dimethylamino-l-ethyl-2-
methylpropyl) phenol,

(-)- (1R, 2R)-3-{3-dimethylamino-l-ethyl-2-
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methylpropyl)phenol,

(1R, 2R)-3-(3-dimethylamino-l-ethyl-2-
methylpropyl)phencl,

(+)-(18, 28)-3-(3~dimethylamino-l-ethyl-2-
methylpropyl)plienol,

(18,28) -3~ (3-dimethylamino-1l-ethyl-2-
methylpropyl)phenol,

(+)- (1R, 2R)-acetic acid-3-dimethylamino-1-
ethyl—1-(3-methoxy-phenyl)-2-methyl propyl
ester,

{2R5, 3RS)-3-{4-chlorophenyl)-l-dimethylamino-2-
methylpentan-3-ol,

{+)- (2R, 3R)-3-(3-dimethylamino-l-ethyl-1-
hydroxy—2-methylpropyl) -phencl,

(2RSS, 3RS)-4-dimethylamino-2- {3-methoxyphenyl)-
3methylbutan-2-ol and

(+)- (2R, 3R}-4-dimethylamino-2-(3-
methoxyphenyl) -3-methylbutan-2-ol,

preferably as the hydrochloride,

in particular

{RS, RS)-3-(3-dimethylamino-l~ethyl-2-
methylpropyl)phenol,

{(-)-{% R,2R)-3-(3-dimethylamino-l-ethyi-2-
methylpropyl) phencl,

(1R, 2R)-3-(3~-dimethylamino-1-ethyl-2-
methylpropyl) phenol,

(=}-(18, 2S)-3-(3~dimethylamino-l-ethyl-2-
methylpropyl) phenol,

(18, 28)-3-(3-dimethylamino-l-ethyl-2-
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methylpropyl) phencl,

preferably

¢ (-)-(1 R,2R})-3-(3-dimethylamino-l-ethyl-2-
methyl-propyl)phencl,.. .. .

e (1 R,2R)-3~(3~Dimethylamino-l-ethyl-2-methyl-
propyl} phenol.

Use of (1RS, 2RS)-3-{3-dimethylamino-l-ethyl-2-
methylpropyl) -phenol, preferably (lR, 2R}-3-(3-
dimethylamino-i-ethyl-2-methylpropyl)-phenol, most
preferably as the hydrochloride salt, for the
preparation of a medicament for treating rheumatoid,
preferably rheumatcoid arthritic, wvery preferably

chronic rheumatoid arthritic pain:

with the proviso. that the medicament is not a dosage
 form comprising at least one form of tapentadol and at
least one opioid antageonist wherein said antagonist
improves the efficacy and or reduces the side effects

of tapentadol; and

with the proviso that the medicament is not a
pharmaceutical composition comprising a slow release
tapentadol and at least one pharmaceutically
acceptable carrier, and a second active agent, wherein

the second active agent is tramadol, a GABA analogues
or an NSAID,

Use of & compound of the Formula I according to any
one of claims 1-3, preferably of the Formula Ta, most
preferably the compound (1RS, 2RS)-3-(3-dimethylamino-
l-ethyl-2-methylpropyl)-phencl, most particularly
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preferably (1R, 2R)-3-(3-dimethylamino-l-ethyl-2-
methylpropyl) -phencl, for treating rheumatoid,
preferably rheumatold arthritic, very preferably

chronic rheumatoid arthritic pain.

Use of a compound acceording to any one of claims 1-3,
preferably (1RS, 2RS}-3-(3-dimethylamino-l-ethyl-2-
methylpropyl) -phenol, most preferably (1R, 2R)-3-(3-
dimethylamino-l-ethyl-2-methylpropyl)-phencl, for
treating rheumatoid, preferably rheumatoid arthritic,

very preferably chronic rheumatoid arthritic pain.



