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CLAIMS

\A compound of general formula (I), or a pharmaceutically acceptable salt,

antiomer, diastereomer, racemate or solvate thereof:

R4~ l\‘l
R3 (CH2) m

R2 (CH2)n

wherein

m is selected from 0,1, 2, 3 and

n is selected from 0, 1, 2, 3 and 4;

----- represents a single or double bdad;

R;: represents one or more optional d independent substitutions in the
benzene moiety selected from the gNQup consisting of substituted or
unsubstituted alkyl, substituted or unsubsjtuted cycloalkyl, substituted or
unsubstituted cycloalkylalkyl, substituted or unsybstituted alkenyl, substituted or
unsubstituted aryl, substituted or unsubstitutgd arylalkyl, substituted or
unsubstituted heterocyclyl, substituted or unsubNituted heterocyclylalkyl, -
CORs, -C(O)ORs, -C(O)NRgRg, -CH=NRg, -CN, -OR), -OC(O)Rs, -S(O)-Rs, -
NRgRg, -NRgC(O)Rg, -NOz, -N=CR3R9, and halogen;

R; and R; are independently selected from the group coNgisting of hydrogen,
substituted or unsubstituted alkyl, substituted or unsub¥jtuted cycloalkyl,
substituted or unsubstituted cycloalkylalkyl, substituted or unsulstituted alkenvyl,
substituted or unsubstituted aryl, substituted or unsubstittXed arylalkyl,
substituted or unsubstituted heterocyclyl, substituted or substituted
heterocyclylalkyl, -CORs, -C(O)ORs, -C(O)NRgRg, -CH=NRj, -CN\ -ORs, -
OC(O)Rs, -S(O)-Rs, -NRsRg, -NRsC(O)Ro, and halogen;

or Rz and R; together form a substituted or unsubstituted cycloalkyl a
substituted or unsubstituted heterocyclyl;

R, and Rs are independently selected from the group consisting of hydrogen,
substituted or unsubstituted alkyl, substituted or unsubstituted cycloalkyl,
substituted or unsubstituted cycloalkylalkyl, substituted or unsubstituted alkenvyl,
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substituted or unsubstituted aryl, substituted or unsubstituted arylalkyl,
substituted or unsubstituted, heterocyclyl, substituted or unsubstituted
heterocyclylalkyl, -CORs, -C(O)ORs, and -C(O)NRsgRg;

or Ry and Rs together with the bridging nitrogen atom form a substituted or
unsubstituted heterocyclyl;

¢ is selected from the group consisting of hydrogen, substituted or
ungubstituted alkyl, substituted or unsubstituted cycloalkyl, substituted or

unsub{ituted aryl, substituted or unsubstituted arylalkyl, substituted or
10 unsubstityted heterocyclyl, substituted or unsubstituted heterocyclylalkyl, -

CORs, -C(Q)ORs, -C(O)NRgRg, -CH=NRg, -CN, -ORs, -OC(O)Rs, -S(O)-Rs, -

NRgRg, -NRg O)Rg, -NOz, -N=CR3R9, and halogen;

t is selected frolg 0, 1 and 2;

Rs and Ry are edgch independently selected from hydrogen, substituted or
15 unsubstituted alkyl, \substituted or unsubstituted cycloalkyl, substituted or

unsubstituted alkenyl)\ substituted or unsubstituted aryl, substituted or
unsubstituted heterocycly\and halogen;

with the proviso that the foll
2-(2-(3,4-dihydropyrazino[1,2-

20 2-(2-(3,4-dihydropyrazino[1,2-a]inNpl-2(1H)-yl)-2-oxopropyl)isoindoline-1,3-
dione,
2-(2-(3,4-dihydropyrazino[1,2-a]indol-
[2-(3,4-dihydro-1H-pyrazino[1,2-alindol-2-
carbamic acid tert-butyl ester,

25 [2-(3,4-dihydro-1H-pyrazino[1,2-a]indol-2-yl)-1X4-hydroxy-benzyl)-2-oxo-ethyl]-
methyl-carbamic acid tert-butyl ester,
[2-(8-fluoro-3,4-dihydro-1H-pyrazino[1,2-alindol-2-yN¢ 1-(4-hydroxy-benzyl)-2-
oxo-ethyl]-methyl-carbamic acid tert-butyl ester,

ing compounds are not included:

{ndol-2(1H)-yl)-2-oxoethyl)isoindoline-1,3-dione,

{ H)-yl)-2-oxobutyl)isoindoline-1,3-dione,
[)-1-(4-hydroxy-benzyl)-2-oxo-ethyl]-

3-(2-[(trifluoroacetamido)acetyl]-1,2,3,4-tetrahydropyrazi
30 (1-methyl-3-indolyl)-1H-pyrrole-2,5-dione,

[1,2-a]indol-10-yl]-4-

3-[2-(aminoacetyl)-1,2,3,4-tetrahydropyrazino[1,2-a]indol-10-W-4-(1-methyl-3-
indolyl)-1H-pyrrole-2,5-dione hydrochloride,
8-chloro-2-(diethylaminoacetyl)-1,2,3,4-tetrahydro-10-phenylpyraziyo[1,2-
alindole,

35 4-(dimethylamino)-1-(10-phenyl-3,4-dihydropyrazino[1,2-a]indol-2(1H)-Wbutan-
1-one, and
3-morpholino-1-(10-phenyl-3,4-dihydropyrazino[1,2-alindol-2(1H)-yl)propan-
one.
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. The compound according to claim 1, wherein R4 represents one 0 more optional

and independent substitutions in the benzene moiety selected from the group
consisting of substituted or unsubstituted alkyl and halogen.

e compound according to any one of claims 1 to 2, wherein m is selected from O,
1 aNd 2 and/or n is selected from 0, 1 and 2.

. The comyound according to any one of claims 1 to 3, wherein R, and R; are

independerNly selected from the group consisting of hydrogen, substituted or
unsubstituted\alkyl and substituted or unsubstituted cycloalkyl, or R, and Rs
together form substituted or unsubstituted cycloalkyl or a substituted or
unsubstituted hetexocyclyl.

. The compound accordg to any one of claims 1 to 4, wherein Ry and Rs are

independently selected m the group consisting of hydrogen, substituted or
unsubstituted alkyl, and sWNpstituted or unsubstituted cycloalkyl, or Ry and Rs
together with the bridging ™{rogen atom form a substituted or unsubstituted
heterocyclyl.

. The compound according to any one\f claims 1 to 5, wherein Rs is selected from

the group consisting of hydrogen and suRstituted or unsubstituted alkyl.

. A compound according to any one of claims T\o 6, which is selected from:

[1] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yIN2-(4-methylpiperazin-1-yl)propan-
1-one

[2] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-mgthyl-2-(4-methylpiperazin-1-
yhpropan-1-one

[3] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yI)-3-(4-meiNylpiperazin-1-yl)butan-

1-one

[4] 2-(azepan-1-yI)-1-(3,4-dihydropyrazino[1,2-a)indol-2(1H)-Wethanone
hydrochloride

[5] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(piperidin-1-yl)etNanone
hydrochloride

[6] 2-(4-benzylpiperidin-1-yl)-1-(3,4-dihydropyrazino[1,2-alindol-2(1H)-
yhethanone hydrochloride

[7] 2-(azepan-1-yI)-1-(3,4-dihydropyrazino[1,2-alindol-2(1H)-yl)propan-1-on

[8] 2-(azepan-1-yl)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)propan-1-one
maleate

[9] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(piperidin-1-yl)propan-1-one
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[10] 2-(4-benzylpiperidin-1-yl)-1-(3,4-dihydropyrazino[1,2-alindol-2(1H)-
yl)propan-1-one

[11] 1-(3,4-dihydropyrazino[1,2-alindol-2(1H)-yl)-4-(dimethylamino)butan-1-
one

5 12] 2-(azepan-1-yl)-1-(8-fluoro-3,4-dihydropyrazino[1,2-a)indol-2(1H)-
yhethanone
[13] 2-(azepan-1-yl)-1-(8-methyl-3,4-dihydropyrazino[1,2-alindol-2(1H)-
[14] -(10-methyl-3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(piperidin-1-
10
[15] nzylpiperidin-1-yl)-1-(10-methyl-3,4-dihydropyrazino[1,2-a]indol-
2(1H)-ylh)ethaqone
[16] 1-(8-fluorodzg,4-dihydropyrazino[1,2-alindol-2(1H)-yl)-4-(piperidin-1-
yhbutan-1-one
15 [17] 3-(azepan-1-yINl-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)propan-1-

one
[18] (R)-1-(3,4-dihydrop
yhpropan-1-one
[19] (S)-1-(3,4-dihydropyrazing[1,2-alindol-2(1H)-yl)-2-(4-methylpiperazin-1-
20 yhpropan-1-one
[20] 1-(3,4-dihydropyrazino[1,2-a]i
[21] 4-(azepan-1-yl)-1-(8-fluoro-3,4-dgydropyrazino[1,2-a)indol-2(1H)-
yhbutan-1-one
[22] 1-(3,4-dihydropyrazino[1,2-aJindol-2(
25 yhbutan-1-one
[23] 1-(8-fluoro-3,4-dihydropyrazino[1,2-a]indol-
methylpiperazin-1-yl)butan-1-one

zino[1,2-alindol-2(1H)-yl)-2-(4-methylpiperazin-1-

ol-2(1H)-yl)-4-(piperidin-1-yl)butan-1-one

)-yl)-4-(4-methylpiperazin-1-

(1H)-yy4-(4-

[24] 2-(4-cyclohexylpiperazin-1-yl)-1-(3,4-dihydropyr.
yl)propan-1-one
30 [25] 2-(4-methylpiperazin-1-yl)-1-(3,4,10,10a-tetrahydrop¥azino[1,2-alindol-
2(1H)-yl)propan-1-one
[26] 1-(8-fluoro-3,4-dihydropyrazino[1,2-alindol-2(1H)-yl)-2-(4-
methylpiperazin-1-yl)propan-1-one

ino[1,2-a)indol-2(1H)-

[27] 2-(4-cyclohexylpiperazin-1-yl)-1-(8-fluoro-3,4-dihydropyrazino[
35 alindol-2(1H)-yl)propan-1-one
[28] 1-(8-fluoro-3,4-dihydropyrazino[1,2-alindol-2(1H)-yl)-2-(4-methyl-1,
diazepan-1-yl)propan-1-one
[29] 2-(4-ethylpiperazin-1-yl)-1-(8-fluoro-3,4-dihydropyrazino[1,2-alindol-
2(1H)-yl)propan-1-one
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[30] 2-(2-(diethylamino)ethylamino)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-
yl)propan-1-one

[31] 1-(3,4-dihydropyrazino[1,2-alindol-2(1H)-yl)-2-(1,4-oxazepan-4-
yl)propan-1-one

(R)-2-(4-methylpiperazin-1-yl)-1-((S)-3,4,10,10a-tetrahydropyrazino[1,2-

alindol-2(1H)-yl)propan-1-one

2]

[35] (R)-2-\-methylpiperazin-1-yl)-1-((R)-3,4,10,10a-tetrahydropyrazino[1,2-

[36] 1-(3,4-dihyNropyrazino[1,2-alindol-2(1H)-yl)-2-(4-(tetrahydro-2H-pyran-4-
ylpiperazin-1-yl)pNQpan-1-one

[37] 2-(1,4"-bipiperidi-1'-yl)-1-(3,4-dihydropyrazino[1,2-a)indol-2(1H)-
yhpropan-1-one

[38] 1-(3,4-dihydropyrazi
yhbutan-1-one

[39] 1-(3,4-dihydropyrazino[1,Aalindol-2(1H)-yl)-2-((2-
(dimethylamino)ethyl)(methyl)amio)butan-1-one

[40] 1-(3,4-dihydropyrazino[1,2-a]in§ol-2(1H)-yl)-2-((2-
(dimethylamino)ethyl)(methyl)amino)pNQpan-1-one

[41] 1-(3,4-dihydropyrazino[1,2-alindol-2\] H)-yl)-2-methyl-3-(4-
methylpiperazin-1-yl)propan-1-one

[1,2-a)indol-2(1H)-yl)-2-(4-methylpiperazin-1-

[42] 4-(4-methylpiperazin-1-yl)-1-(3,4,10,10a-¥trahydropyrazino[1,2-alindol-
2(1H)-yl)butan-1-one

[43] 4-(dimethylamino)-1-(3,4,10,10a-tetrahydropyNazino[1,2-alindol-2(1H)-
yhbutan-1-one

[44] 2-methyl-2-(4-methylpiperazin-1-yl)-1-(3,4,10,10a-
tetrahydropyrazino[1,2-alindol-2(1H)-yl)propan-1-one

[45] (R)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(4-meXaylpiperazin-1-
yhbutan-1-one

[46] (S)-1-(3,4-dihydropyrazino[1,2-alindol-2(1H)-yl)-2-(4-methylpRerazin-1-
yhbutan-1-one

[47] (R)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-methyl-3-(4-
methylpiperazin-1-yl)propan-1-one

[48] (S)-1-(3,4-dihydropyrazino[1,2-alindol-2(1H)-yl)-2-methyl-3-(4-
methylpiperazin-1-yl)propan-1-one
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[49] (S)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-3-(4-methylpiperazin-1-
yhbutan-1-one
[50] (R)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-y)-3-(4-methylpiperazin-1-
yhbutan-1-one
1] (R)-2-(4-cyclohexylpiperazin-1-yl)-1-((S)-3,4,10,10a-
tetrahydropyrazino[1,2-alindol-2(1H)-yl)propan-1-one

e]
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N,
3
2,
—_
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D,
5.
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=k
N
—
—_
m.
ot
=
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@]
°©
QO
3
N
1
]
3
@

[54] (R)-2Nd-cyclohexylpiperazin-1-yl)-1-((R)-3,4,10,10a-
tetrahydropyQzino[1,2-alindol-2(1H)-yl)propan-1-one

[55] 1-(3,4-dih
hydrochloride

[56] 1-(3,4-dihydrop\azino[1,2-alindol-2(1H)-yl)-2-(4-methylpiperazin-1-
yhethanone hydrochlorge

[57] 1-(3,4-dihydropyrazi
one

[58] 1-(3,4-dihydropyrazino[1,
one maleate

ropyrazino[1,2-alindol-2(1H)-yl)-2-morpholinoethanone

[1,2-alindol-2(1H)-yl)-2-(dimethylamino)propan-1-

calindol-2(1H)-yl)-2-(dimethylamino)propan-1-

[59] 2-(4-acetylpiperazin-1-yl)-1-(3,
yhpropan-1-one

[60] 1-(3,4-dihydropyrazino[1,2-alindol-
dimethylpiperazin-1-yl)propan-1-one

[61] (3,4-dihydropyrazino[1,2-alindol-2(1H)-yN(1-(piperidin-1-
yhcyclopropyl)methanone

[62] (8-fluoro-3,4-dihydropyrazino[1,2-a]indol-2(1N-y)(1-(piperidin-1-
yhcyclopropyl)methanone

[63] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-y)-2-(9-
diazaspiro[5.5]undecan-3-yl)propan-1-one

[64] (3,4-dihydropyrazino[1,2-alindol-2(1H)-yl)(1-(4-methylpigerazin-1-
yhcyclopentyl)methanone

-dihydropyrazino[1,2-alindol-2(1H)-

1H)-yl)-2-((3S,5R)-3,5-

[65] (1-(4-methylpiperazin-1-yl)cyclopentyl)(3,4,10,10a-
tetrahydropyrazino[1,2-a]indol-2(1H)-yl)methanone

[66] 2-(piperazin-1-yl)-1-(3,4,10,10a-tetrahydropyrazino[1,2-a]indol-2(
yl)propan-1-one

[67] 2-(4-acetylpiperazin-1-yl)-1-(3,4,10,10a-tetrahydropyrazino[1,2-a]indol
2(1H)-yl)propan-1-one
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[68] 1-(3,4-dihydropyrazino[1,2-aJindol-2(1H)-y)-2-((3aR,6aS)-5-
methylhexahydropyrrolo[3,4-c]pyrrol-2(1H)-yl)butan-1-one

or a pharmaceutically acceptable salt or solvate thereof.

10 ()
where m, n, ===, R4, Ry, Rz and have the meanings as in general formula
(I) and X is a suitable leaving group,
with a compound of general formula (l1I)
15
where R;, Rs have the meanings as in general formula (1);
b) a process comprising the reaction between a compound of
R,
|\ X
Yz
20
where ——=—, Ry and Rs have the meanings as in general formula (1), with a

compound of general formula (VI)
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Rs

’,

R4~ N
R3 (CH2) m
R2 (CH2) n

7Y

(V1)

where n, Ry, Rs, Ry and Rs have the meanings as in general formula (I) an Y
is OH or a\guitable leaving group;

c) a process compXsing the reaction between a compound of general formula (VII)

Rio Ry

(Vi)

ning as in general formula (1) and

where —==== , Riand Rg have the m

10 Rio and Ry are independently selecte) from the group consisting of hydrogen,
substituted or unsubstituted alkyl, subgtituted or unsubstituted cycloalkyl,
substituted or unsubstituted cycloalkylalkyl\substituted or unsubstituted alkenyl,
substituted or unsubstituted aryl, substitNted or unsubstituted arylalkyl,
substituted or unsubstituted heterocyclyl, any substituted or unsubstituted

15 heterocyclylalkyl;
with a compound of formula general (l1I)
R

5
(1)
where R4 and Rs have the meanings as in general formula (1).
20

9. A pharmaceutical composition comprising at least one compound o
formula (1) as defined in claim 1, or a pharmaceutically acceptable salt, enanX
diastereomer, racemate or solvate thereof and a pharmaceutically accepigble
excipient.

25
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10. A compound of general formula (I) as defined in claim 1, or a pharmaceutically
acceptable salt, enantiomer, diastereomer, racemate or solvate thereof, for use as
a medicament.

5 1. compound for use according to claim 10, wherein the medicament is for the
treaxnent and/or prophylaxis of a sigma receptor-mediated disease or condition.

12. The compund for use according to claim 11, wherein the sigma receptor-mediated

10 hyperlipidemiay hypertriglyceridemia; hypercholesterolemia; obesity; migraine;
arthritis; hypertegsion; arrhythmia; ulcer; glaucoma; learning, memory and attention
deficits; cognition Yisorders; neurodegenerative diseases; demyelinating diseases;
addiction to drugs \gnd chemical substances including cocaine, amphetamine,
ethanol and nicotine; tardive dyskinesia; stroke including ischemic stroke; epilepsy;

15 stress; cancer; psych&ic conditions, in particular depression, anxiety or
schizophrenia; inflammatioN and autoimmune diseases.

13. The compound for use according to claim 12, wherein the pain is selected from
neuropathic pain, inflammatory pajn or other pain conditions involving allodynia
20 and/or hyperalgesia.
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CLAIMS

1. A compound of general formula (I); or a pharmaceutically acceptable salt,
enantiomer, diastereomer, racemate or solvate thereof:

R
Ra=N °

Rz (CH2)n

()]
wherein
m is selected from 0,1, 2, 3 and 4;

n is selected from 0, 1, 2, 3 and 4;

R; represents one or more optional and independent substitutions in the
benzene moiety selected from the group consisting of substituted or
unsubstituted alkyl and halogen;

R, and R; are independently selected from the group consisting of hydrogen,
substituted or unsubstituted alkyl and substituted or unsubstituted cycloalkyl;

or R, and R; together form a substituted or unsubstituted cycloalkyl or a
substituted or unsubstituted heterocyclyl;

R; and Rs are independently selected from the group consisting of hydrogen,
substituted or unsubstituted alkyl, and substituted or unsubstituted cycloalkyl;

or R, and Rs together with the bridging nitrogen atom form a substituted or
unsubstituted heterocyclyl;

Rs is selected from the group consisting of hydrogen and substituted or
unsubstituted alkyl;

with the proviso that the following compounds are not included:
2-(2-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-oxoethyl)isoindoline-1,3-dione,

2-(2-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-oxopropyl)isoindoline-1,3-
dione, and

2-(2-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-oxobutyl)isoindoline-1,3-dione.


yoke.yee
Line


38

2. The compound according to claim 1, wherein m is selected from 0, 1 and 2 and/or n
is selected from O, 1 and 2.

5 3. A compound according to any one of claims 1 to 2, which is selected from:
[1] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(4-methylpiperazin-1-yl)propan-

10

15

20

25

30

35

1-one

[2] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-methyl-2-(4-methylpiperazin-1-
yl)propan-1-one

[3] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-3-(4-methylpiperazin-1-yl)butan-
1-one

[4] 2-(azepan-1-yl)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)ethanone
hydrochloride

[5] 1-(3,4-dihydropyrazino[1,2-a)indol-2(1H)-yl)-2-(piperidin-1-yl)ethanone
hydrochloride

[6] 2-(4-benzylpiperidin-1-yl)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-
yl)ethanone hydrochloride

[7] 2-(azepan-1-yl)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)propan-1-one

[8] 2-(azepan-1-yl)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)propan-1-one
maleate

[9] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(piperidin-1-yl)propan-1-one

[10] 2-(4-benzylpiperidin-1-yl)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-
yl)propan-1-one

[11] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-4-(dimethylamino)butan-1-
one

[12] 2-(azepan-1-yl)-1-(8-fluoro-3,4-dihydropyrazino[1,2-a]indol-2(1H)-
yhethanone

[13] 2-(azepan-1-yl)-1-(8-methyl-3,4-dihydropyrazino[1,2-a]indol-2(1H)-
ylpropan-1-one

[14] 1-(10-methyl-3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(piperidin-1-
yhethanone

[15] 2-(4-benzylpiperidin-1-yl)-1-(10-methyl-3,4-dihydropyrazino[1,2-a]indol-
2(1H)-yl)ethanone

[16] 1-(8-fluoro-3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-4-(piperidin-1-
yl)butan-1-one

[17] 3-(azepan-1-yl)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)propan-1-
one
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[18] (R)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(4-methylpiperazin-1-
yl)propan-1-one

[19] (S)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(4-methylpiperazin-1-
yl)propan-1-one

[20] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-4-(piperidin-1-yl)butan-1-one

[21] 4-(azepan-1-yl)-1-(8-fluoro-3,4-dihydropyrazino[1,2-a]indol-2(1H)-
yl)butan-1-one

[22] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-4-(4-methylpiperazin-1-
yl)butan-1-one

[23] 1-(8-fluoro-3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-4-(4-
methylpiperazin-1-yl)butan-1-one

[24] 2-(4-cyclohexylpiperazin-1-yl)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-
yl)propan-1-one

[25] 2-(4-methylpiperazin-1-yl)-1-(3,4,10,10a-tetrahydropyrazino[1,2-a]indol-
2(1H)-yl)propan-1-one

[26] 1-(8-fluoro-3,4-dihydropyrazino[1,2-ajindol-2(1H)-yl)-2-(4-
methylpiperazin-1-yl)propan-1-one

[27] 2-(4-cyclohexylpiperazin-1-yl)-1-(8-fluoro-3,4-dihydropyrazino[1,2-
ajindol-2(1H)-yl)propan-1-one

[28] 1-(8-fluoro-3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(4-methyl-1,4-
diazepan-1-yl)propan-1-one

[29] 2-(4-ethylpiperazin-1-yl)-1-(8-fluoro-3,4-dihydropyrazino[1,2-a]indol-
2(1H)-yl)propan-1-one

[30] 2-(2-(diethylamino)ethylamino)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-
yl)propan-1-one

[31] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(1,4-oxazepan-4-
yl)propan-1-one

[32] (R)-2-(4-methylpiperazin-1-yl)-1-((S)-3,4,10,10a-tetrahydropyrazino[1,2-
ajindol-2(1H)-yl)propan-1-one

[33] (S)-2-(4-methylpiperazin-1-yl)-1-((R)-3,4,10,10a-tetrahydropyrazino[1,2-
ajindol-2(1H)-yl)propan-1-one

[34] (S)-2-(4-methylpiperazin-1-yl)-1-((S)-3,4,10,10a-tetrahydropyrazino[1,2-
alindol-2(1H)-yl)propan-1-one

[35] (R)-2-(4-methylpiperazin-1-yl)-1-((R)-3,4,10,10a-tetrahydropyrazino[1,2-
alindol-2(1H)-yl)propan-1-one

[36] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(4-(tetrahydro-2H-pyran-4-
yl)piperazin-1-yl)propan-1-one
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[37] 2-(1,4'-bipiperidin-1'-yl)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-
yl)propan-1-one

[38] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(4-methylpiperazin-1-
yl)butan-1-one

[39] 1-(3,4-dihydropyrazino[1,2-aJindol-2(1H)-yl)-2-((2-
(dimethylamino)ethyl)(methyl)amino)butan-1-one

[40] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-((2-
(dimethylamino)ethyl)(methylyamino)propan-1-one

[41] 1-(3,4-dihydropyrazino[1,2-aJindol-2(1H)-yl)-2-methyl-3-(4-
methylpiperazin-1-yl)propan-1-one

[42] 4-(4-methylpiperazin-1-yl)-1-(3,4,10,10a-tetrahydropyrazino[1,2-ajindol-
2(1H)-yl)butan-1-one

[43] 4-(dimethylamino)-1-(3,4,10,10a-tetrahydropyrazino[1,2-a]indol-2(1H)-
yl)butan-1-one

[44] 2-methyl-2-(4-methylpiperazin-1-yl)-1-(3,4,10,10a-
tetrahydropyrazino[1,2-a]indol-2(1H)-yl)propan-1-one

[45] (R)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(4-methylpiperazin-1-
yhbutan-1-one

[46] (S)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(4-methylpiperazin-1-
yhbutan-1-one

[47] (R)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-methyl-3-(4-
methylpiperazin-1-yl)propan-1-one

[48] (S)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-methyl-3-(4-
methylpiperazin-1-yl)propan-1-one

[49] (S)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-3-(4-methylpiperazin-1-
yl)butan-1-one

[50] (R)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-3-(4-methylpiperazin-1-
yl)butan-1-one

[51] (R)-2-(4-cyclohexylpiperazin-1-yl)-1-((S)-3,4,10,10a-
tetrahydropyrazino[1,2-a]indol-2(1H)-yl)propan-1-one

[52] (S)-2-(4-cyclohexylpiperazin-1-yl)-1-((R)-3,4,10,10a-
tetrahydropyrazino[1,2-a]indol-2(1H)-yl)propan-1-one

[53] (S)-2-(4-cyclohexylpiperazin-1-yl)-1-((S)-3,4,10,10a-
tetrahydropyrazino[1,2-a]indol-2(1H)-yl)propan-1-one

[54] (R)-2-(4-cyclohexylpiperazin-1-yl)-1-((R)-3,4,10,10a-
tetrahydropyrazino[1,2-a]indol-2(1H)-yl)propan-1-one

[55] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-morpholinoethanone
hydrochloride
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[56] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(4-methylpiperazin-1-
yl)ethanone hydrochloride

[57] 1-(3,4-dihydropyrazino[1,2-ajindol-2(1H)-yl)-2-(dimethylamino)propan-1-
one

[58] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-(dimethylamino)propan-1-
one maleate

[59] 2-(4-acetylpiperazin-1-yl)-1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-
yl)propan-1-one

[60] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-((3S,5R)-3,5-
dimethylpiperazin-1-yl)propan-1-one

[61] (3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)(1-(piperidin-1-
yl)cyclopropyl)methanone

[62] (8-fluoro-3,4-dihydropyrazino[1,2-alindol-2(1H)-yl)(1-(piperidin-1-
yl)cyclopropyl)methanone

[63] 1-(3,4-dihydropyrazino[1,2-ajindol-2(1H)-yl)-2-(9-methyl-3,9-
diazaspiro[5.5]undecan-3-yl)propan-1-one

[64] (3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)(1-(4-methylpiperazin-1-
yhcyclopentyl)methanone

[65] (1-(4-methylpiperazin-1-yl)cyclopentyl)(3,4,10,10a-
tetrahydropyrazino[1,2-a]indol-2(1H)-yl)methanone

[66] 2-(piperazin-1-yl)-1-(3,4,10,10a-tetrahydropyrazino[1,2-a)indol-2(1H)-
yl)propan-1-one

[67] 2-(4-acetylpiperazin-1-yl)-1-(3,4,10,10a-tetrahydropyrazino[1,2-a]indol-
2(1H)-yl)propan-1-one

[68] 1-(3,4-dihydropyrazino[1,2-a]indol-2(1H)-yl)-2-((3aR,6aS)-5-
methylhexahydropyrrolo[3,4-c]pyrrol-2(1H)-yl)butan-1-one

or a pharmaceutically acceptable salt or solvate thereof.

4. A process for the preparation of a compound of formula general (I) as defined in

claim 1, or a pharmaceutically acceptable salt, enantiomer, diastereomer, racemate
or solvate thereof, the process being selected from:

a) a process comprising the reaction between a compound of general formula (I1)
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() and X is a suitable leaving group,

with a compound of general formula (lII)

Ry
HN .
R5
(111

where R4, Rs have the meanings as in general formula (1);

b) a process comprising the reaction between a compound of general formula (1V):

(V)
where —=-— , Ry and Rg have the meanings as in general formula (1), with a
compound of general formula (V1)
Rs
Ra~N
\
R3 (CHz)m

X

R2 (CHZ)n

Oy

(V1)
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where m, n, R,, R3, R4 and Rs have the meanings as in general formula (1) an Y
is OH or a suitable leaving group;

or

C) a process comprising the reaction between a compound of general formula (VII)

(V1)

Ri0 and Ry; are independently selected from the group consisting of hydrogen,
substituted or unsubstituted alkyl and substituted or unsubstituted cycloalkyl,;

with a compound of formula general (lII)

R4
HN
Rs

(1)

where R, and Rs have the meanings as in general formula (1).

A pharmaceutical composition comprising at least one compound of general
formula (I) as defined in claim 1, or a pharmaceutically acceptable salt, enantiomer,
diastereomer, racemate or solvate thereof and a pharmaceutically acceptable
excipient.

A compound of general formula (I) as defined in claim 1, or a pharmaceutically
acceptable salt, enantiomer, diastereomer, racemate or solvate thereof, for use as
a medicament.

The compound for use according to claim 6, wherein the medicament is for the
treatment and/or prophylaxis of a sigma receptor-mediated disease or condition
selected from pain; diarrhea; lipoprotein  disorders; hyperlipidemia;
hypertriglyceridemia;  hypercholesterolemia;  obesity;  migraine;  arthritis;
hypertension; arrhythmia; ulcer; glaucoma; learning, memory and attention deficits;
cognition disorders; neurodegenerative diseases; demyelinating diseases;
addiction to drugs and chemical substances including cocaine, amphetamine,
ethanol and nicotine; tardive dyskinesia; stroke including ischemic stroke; epilepsy;
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stress; cancer; psychotic conditions, in particular depression, anxiety or
schizophrenia; inflammation and autoimmune diseases.

The compound for use according to claim 7, wherein the pain is selected from
neuropathic pain, inflammatory pain or other pain conditions involving allodynia
and/or hyperalgesia.
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