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This invention is concerned with new and highly effec-
tive therapeutic agents. In particular it is concerned with
substituted and unsubstituted 1,2,3,4-tetrahydroquinolyl-
1,3-diazacyclopentene - 2, 1,2,3,4-tetrahydroisoquinolyl-1,
3-diazacyclopentene-2 and their pharmaceutically accept-
able acid addition salts,

In my copending and concurrently filed patent applica-
tion Serial No. 616,643 entitled, “Therapeutic Composi-
tions,” I describe certain therapeutic compositions con-
taining pharmaceutically acceptable acid addition salts
of 2-(1’-naphthylamino)-1,3-diazacyclopentene-2 and 2-
(2’-naphthylamino)-1,3-diazacyclopentene-2. These com-
positions are potent regulators of the cardiovascular sys-
tem having the special property of functioning as pressor
amines.

In my copending and concurrently filed patent applica-
tion Serial No. 616,642 entitled, “Naphthylamino-1,3-
diazacycloalkene,” I describe certain substituted naph-
thylamino-1,3-diazacyclopentenes and their pharmaceu-
tically acceptable acid addition salts which are useful as
regulators of the cardiovascular system having the special
property of functioning as hypotensive agents.

The compounds of the present invention are diazacyclo-
pentenes wherein the number two carbon atom of said
diazacyclopentenes is attached to the heterocyclic ni-
trogen atom of a tetrahydroquinolyl or tetrahydroiso-
quinolyl ring. These compounds are also useful -as
potent regulators of the cardiovascular system being espe-
cially active as hypotensive agents.
the compounds described in the patent application en-
titled, “Naphthylamino-1,3-diazacycloalkene,” they also
possess other useful properties such as adrenolytic and
vasodilatory action.

Both substituted and unsubstituted compounds of my
invention are found to possess hypotensive activity. The
substituents on a substituted hypotensive agent may be
divided into classes according to whether they are on the
aromatic ring of the tetrahydroquinoline or tetrahydro-
isoquinoline moieties, the partially reduced ring of these
moieties, or the carbon atoms of the diazacyclopentene
ring.

The aromatic ring of the tetrahydroquinoline and tetra-
hydroisoquinoline moieties may be substituted with halo-
gen atoms, that is, chlorine, bromine and iodine, alkoxy
and alkyl groups containing up to four carbon atoms and
hydroxyl groups. The substituents on a substituted par-
tially reduced ring include alkyl groups conmtaining up
to four carbon atoms. The substituents on substituted
number four and five carbon atoms of a’ diazacyclopen-
tene ring inclodes alkyl groups containing up to four
carbon atoms.

The followmg list is illustrative of the compounds
within the purview of this invention.

1. 2-(1',2",3’,4'-tetrahydro-1’-quinolyl)-1,3-diazacyclo-
pentene-2.
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2. 2-(1°,2",3’ 4’-tetrahydro-2’-n-butyl-1’-quinolyl) - 1,3-
diazacyclopentene-2.

3. 2-(1',2’,3’ 4’-tetrahydro-6’,7* - diethoxy-1’-quinolyl)-
1,3-diazacyclopentene-2.

4, 2-(1',2",3',4’ - tetrahydro - 6",7"
olyl)-1,3-diazacyclopentene-2.

5. 2-(1’,2',3’,4’-tetrahydro-6’-n-propyl-1’-quinolyl ) -1,3-
diazacyclopentene-2,

6. 2-(1’,2’,3',4’ - tetrahydro-2’-methyl-1’-quinolyl) -4,5-
di-n-propyl-1,3-diazacyclopentene-2,

7. 2-(1,2’,3’ 4’-tetrahydro - 6’,7’-dibromo-1’-quinolyl)-
4(or 5) isopropyl-1,3-diazacyclopentene-2.

8. 2 -(1',2",3'4’ - tetrahydro - 5’ - chloro - 1’ -
olyl) - 4, 5, dimethyl - 1, 3 - diazacyclopentene - 2.

9. 2-(1,2",3'4" - tetrahydro - 2’ - isoquinolyl) - 1,3-
diazacyclopentene-2.

10. 2 - (1',2°,3’,4’ - tetrahydro - 1’ -
quinolyl-1,3-diazacyclopentene-2.

11, 2 - (1',2",3’,4’ - tetrahydro - 3’ - ethyl - 2’ - iso-
quinolyl)-4(or 5)ethyl-1,3-diazacyclopentene-2.

12. 2-(1’,2",3’,4" - tetrahydro - 6°,7’ -di - n - butyl - 2"~
isoquinolyl) - 4,5 - di - n - butyl - 1,3 - diazacyclopen-
tene-2.

13. 2 - (1",2%,3%,4’ - tetrahydro - 3’,4’ - diethyl - 2’ - iso-
quinolyl) - 4,5 - diethyl - 1,3 - diazacyclopentene - 2.

14. 2 - (1’,2’,3',4’ - tetrahydro - 8’ - bromo - 2’ - iso-
quinolyl) - 4(or 5)methyl - 1, 3 - diazacyclopentene - 2.

15. 2 - (1',2,3’,4’ - tetrahydro - 5’ - methoxy - 2’ - iso-
quinolyl) - 1,3 - diazacyclopentene - 2.

16. 2 - (1’,2,3',4’ - tetrahydro - 6’
quinolyl) - 1,3 - diazacyclopentene - 2.

The compounds of my invention are best prepared by
the method described in my copending and concurrently
filed patent application Serial No. 616,640 entitled, “Syn-
thesis of 1,3-diazacycloalkene-2.” 1In that application I
described the synthesis of 1,3-diazacycloalkene-2 by the
reaction between an isothiouronium salt and a diamino-
alkane. An isothiouronium salt is prepared for example,
by the reaction between an alky! or an aralkyl halide or
sulfate and an N-naphthyl substituted thiourea. For pur-
poses of the present invention the isothiouronium salt is

- dihydroxy-1’-quin-

quin-

methyl - 2 - iso-

- hydroxy - 2’ - iso-

" prepared by the reaction between an alkyl or aralkyl halide

or sulfate and an N-thiocarbamido-1,2,3,4-tetrahydroquin-
oline or N-thiocarbamido-1,2,3,4-tetrahydroisoquinoline,
the quinolyl and isoquinolyl rings being substituted or un-
substituted in conformance with the description given
above,

The synthesis applied to an isoquinolyl compound of
the present invention is illustrated below.

N-—(li—NHa =NH-HX

+ RX ———

m__.
w

N—C=NH-HX H;N-—CH;

SR H;N-—-CHjs
N—CHj
&
N~—C -HX -+ R8H - NH;
I?T—CH:
H

For the preparation of a quinolyl compound the iso-
quinolyl isothiouronium salt of the above equation would
be replaced with a quinolyl isothiouronium salt.

By reference to the above equation it can be seen that
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the size of the alkyl or “aralkyl group, here represented
by R, iii theé halidé or sulfate used to form the iso-
thiouronium salt is of no consequence as far as the final
structure of the active compounds of my invention is
concerned since it is ultimately removed in the form
of a mercaptan. It is, however, convenient to use low
molecular weight alkyl halides or sulfates such as methyl
iodide’ or dimethyl sulfate sitice the mercaptans” which
are ultimately formed from these types of ¢ompounds
are relatively volatile and easily removed.

The symbol “X” in the above equatlon Tefeérs 1o a
chloride, bromide, iodine or sulfate ion which together
with the active cation forms a pharmaceutlcally accept-
able acid addition salt: Other pharmaceutlcally accept-
able acid addition salts such as, for example;, stccinate.
maleate, tartrate, citrate and glycolate can be formed
from the halides or sulfates. - They can be ‘formed, for
éxample, by converting the halide or sulfate to the free
base and treating’ the free base with' the chosen acid
in-aqueous solution. -Other methods of obtdining these
valuable pharmaceutlcally acceptable acid' addition $alts
are known to those skilled in'thé art.

The diaminoalkanes of this invention are opened chdin
diagminoalkanes such as 1,2-diaminoethane and alkyl sub-
stituted derivatives wherein the alkyl group and/or
groups which replace the hydrogen and/or hydrogens on
a carbon atom is an alkyl group containing up to four
carbon atoms. »

The acid addition salt which is obtained by carrying
out the reactions illustrated in the equations given above
is' converted to the free base by dissolving it in water
and neutralizing the acid with a suitable alkaline reagent
such as sodium' carbonate. The base can be isolated
from the water by extraction with an immiscible organic
solvent preferably oné of low volatility such as methylene
chloride or benzene.

More specific directions for the preparation of these
valuable compounds can be obtained by reference to the
appended examples or by reference to the aforesaid
patent application, “Synthesis of 1,3-diazacycloalkerie-2.”

"The compounds of this invention may be administered
alone but are generally administered as a composition
with a pharmaceutical carrier selected on the basis of
the chosen route of administration and standard pharma-
ceutical practice. For example, they may be adminis-
tered orally in the form of tablets containing such ex-
cipients as starch, milk sugar certain types of clay,; etc.
They may be administered. in capsules either alone or
in' admixturé with the same or equ1va1ent éxcipients.
They may also be administered orally in the form of
elixirs or oral suspensions which may contain flavoring
or coloring agents. They may be injected parenterally,
that is, for example, intramuscularly or subcutaneously.
For parenteral administration they are best used in’ the

form of 4 sterile aqueous solution which may contain 2

other solutes, for example; enough saline or glucose to
make the solution isotonic.

The physician will' determine the dosage which' will
be most suitable for an individual patient and it will
vary with the form of administration, the age, weight and
response of the particular patient. Dosage units con-
taining from 0.1 mg. to 100 mg. are useful. Those
dosage unit forms which are prepared for subcutaneous
administration will usually contain the lowest concen-
tration of the active ingredient. Dosage forms for in-
tramuscular administration will be somewhat higher and
those dosage forms intended for oral administration,
for example, elixirs, tablets or capsules will contain
still more of the active ingredient.

As might be expected certain of these compounds are
more active than others. For example, better activity
is found if alkyl groups which are present are no larger
than ethyl or a combination of methyl and ethyl groups
with the majority of them being methyl groups. With
alkoxy groups activity is better. if there are no more
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than two carbon atoms attached to the oxygen. It is
a quinolyl or isoquinolyl group and the preferred halo-
gen substituents are chlorine and bromine with no more
than three chlorine atoms or two bromine atoms on any
given compound.

As noted above the compositions of this invention may
take a variety of forms. Various diluents may be em-
ployed and the percentage of active ingredient may be
varied. It is necessary that the active ingredient con-
stitute- a proportion of the composition such that a suit-
able dosage form will be obtained. Obviously several
dosage unit forms may be administered at about the same
time, Although compositions with less than 0.05% by
weight of active ingredients are suitable, it is preferred
{o use compdsifions containing at least 0.05% of the ac-
tive agent. Activity increases with- the concentration of
the active agent. The percentage by weight of active
agent may be 10, 50, 75, 90% or even higher. Dosage
unit forms may be prepared with a minor proportion
of a carrier and a major propomon of active materials.

“The followmg examples are givet solely for the pur-
pose of illustrdtion and are not to be construéd as limita-
tions of this invéntion, many variations of which are
possible without departing from the spirit of scope ‘thereof.

EXAMPLE I
" 2-(1,2",3' 4'-tetrahydrol’-quinolyl)-1,3-
diazacyclopentene-2

N-thiocarbamido-1,2,3,4-tetrahydroquinoline. (50 g.)
and 20 ml. of methyl iodide are refluxed in 200 ml
of methanol for one hour. The solution. is- cooled and
most of the solvent removed in vacuo to give a heavy
precipitate of the isothiouronium hydriodide (M. P.
152.4 to 154.2 C. ) which is recovered by filtration. The
salt is taken up in an equimolar methanol solution of
1,2-diaminoethane and heated under reflux for ten hours:
The solvent is partially removed in vacuo and the hy-
driodide salt recovered by filtration; M. P. 194.2 to
196.0 C. ,

Analysis for C;oH;gN3I:

Caletilated | Found
Cdrbon.._.... p - 43.8 44,0
Hydrogen... S . - 4.90 4.85
Nitrogen.... - 12.8 12.3
JTodine- _<o.-c—- S dmaemlii el EEREERI SR, 38.8 33.2
The freé base is obtained by treating an aqueous sclu-

tion of the hydriodide with agueous potassium carbonate,
extracting the aqueous solution with meéthylene chlcride
and removing the organic solveiit in vacuo.

EXAMPLE II

2-(1',2",3' 4 -tetrahydro-1'-quinolyl) -4 (or  5)-methyl-1,3-
diazdcyclopenterie-2 hydriodide

N - thiocarbamido - 1,2,3,4, tetrdhyquumoune (50 2. )
and 20 ml. of methyl jodide are refluxed in 200 mi. of
methanol for one hour, The solution is cocled and most
of the solvent removed in vacuo to give a hedvy precipi-
tate of the isothiouronium hydriodide which is recovered
by filtration; (M. P. 152:4 to 154.2 C.). The salt is taken
up in an equimolar methanol solution of 1,2-diaminc-
éthane and heated under refiux for ten hours, The sclvent
is partxally removed in vacuo and the hydrmdxde salt re-
covered by ﬁltra’uon, M. P. 200.4 t0 202.06 C.

Analysls for C13H13N31

Calentlated | Found
Carbolicu.-avov SRS 45.5 45.4
Hydrogen Ll . . 5.20 1, 5:35
S 13 {05 o VR, 12.2 11.7
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EXAMPLE III

2-(1',2",3' 4’ - tetrahydro-6',7'-dimethoxy-2'-isoquinolyl)-
1,3-diazacyclopentene hydrobromide

N-thiocarbamido-6,7-dimethoxy-1,2,3,4 - tetrahydroiso-
quinoline (50 g.) and 20 ml. of methyl bromide are
refluxed in 200 ml. of methanol for one hour, The solu-
tion is cooled and most of the solvent removed in vacuo
to give a heavy precipitate of the isothiouronium hydro-
mide which is recovered by filtration. The salt is taken
up in an equimolar methanol solution of 1,2-diamino-
ethane and heated under reflux for ten hours. The solvent
is partially removed in vacuo and the hydrobromide salt
recovered by filtration; M. P. 261.4 to 262.0 C.

Analysis for C14H2002N3Br
Calculated Found
Carbon 49,1 48.9
Hydrogen 5.89 5.87
Nlitrogen 12,3 12.4
EXAMPLE IV -
2-(1',2',3' 4'-tetrahydro-2'-isoquinolyl) - 1,3 - diazacyclo -
pentene-2

N-thiccarbamido-1,2,3,4-tetrahydroisoquinoline (50 g.)
and 20 m!l. of methy! iodide are refluxed in 200 ml. of
methanol for one hour. The solution is cooled and most
of the solvent removed in vacuo to give a heavy precipi-
tate of the isothiouronium hydriodide which is recovered
by filtration. The salt is taken up in an equimolar
methanol solution of 1,2-diaminoethane and heated under
reflux for twelve hours. The solvent is partially removed
in vacuo and the hydriodide salt recovered by filtra-
tion.

The free base is obtained by treating an aqgueous solu-
tion of the hydriodide with aqueous potassium carbonate,
extracting the aqueous solution with methylene dichloride
and removing the organic solvent in vacuo.

EXAMPLE V

2-(1',2'3’ 4'-tetrahydro-6"-chloro-1'-quinolyl)-1,3 - dzaza-
cyclopentene-2

N - thiocarbamido - 6 - chloro - 1,2,3,4 - tetrahydro-
quinoline (50 g.) and 20 ml. of dimethyl sulfate are re-
fluxed in 200 ml. of methanol for one hour. The solu-
tion is cooled and most of the solvent removed in vacuo
to give a heavy precipitate of the isothiouronium sulfate
which is recovered by filtration. The salt is taken up in
an equimolar methanol solution of 1,2-diaminoethane and
heated under reflux for ten hours. The solvent is par-
tially removed in vacuo and the sulfate salt recovered by
filtration.

The free base is obtained by treating an aqueous. solu-
tion of the sulfate with aqueous potassitm carbonate, ex-
tracting the aqueous solution with methylene dichloride
and removing the organic solvent in vacuo.

EXAMPLE VI

2.-(1'2",3' 4", - tetrahydro - 6’ - methoxy - 1’ - quinolyl)-
1,3-diazacyclopentene-2

N - thiocarbamido - 6 - methoxy -~ 1,2,3,4 - tetrahydro-
quinoline (50 g.) and 20 ml. of benzyl bromide are re-
fluxed in 200 ml. of methanol for one hour. The solu-
tion is cooled and most of the solvent removed in vacuo
to give a keavy precipitate of the isothiouronium hydro-
bromide which is recovered by filtration. The salt is
taken up in an equimolar methanol solution of 1,2-di-
aminoethane and heated under reflux for twelve hours.
The solvent is partially removed in vacuo and the hydro-
bromide salt recovered by filtration,

The free base is obtained by treating an aqueous so-
lution of the hydrobromide with aqueous potassium car-
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bonate, extracting the aqueous solution with r_nethylene
dichloride and removing the organic solvent in vacuo.

EXAMPLE VII

2-(1'2,3 4 - tetrahydro - 6’ - chloro - 2’ - isoquinolyl)-
1,3-diazacyclopentene-2

N - thiocarbamido - 6 - chloro - 1,2,3,4 - tetrahydro-
isoquinoline (50 g.) and 20 ml. of methyl iodide are re-
fluxed in 200 ml. of methanol for one hour. The solu-
tion is cooled and most of the solvent removed in vacuo
to give a heavy precipitate of the isothiouronium hydri-
odide which is recovered by filtration. The salt is taken
up in an equimolar methanol solution of 1,2-diamino-
ethane and heated under reflux for twelve hours. Thé
solvent is partially removed in vacuo and the hydriodide
salt recovered by filtration.

The free base is obtained by treating an aqueous so-
lution of the hydriodide with aqueous potassium car-
bonate, extracting the aqueous solution with methylene
dichloride and removing the organic solvent in vacuo.

EXAMPLE VIII

2-(1'2'3' 4" - tetrahydro - 6’ - methoxy - 2’ - isoquinol-
yl}-1,3-diazacyclopentene-2

N - thiocarbamido - 6 - methoxy - 1,2,3,4 - tetrahydro-
isoquinoline (50 g.) and 20 ml. of methyl icdide are re-
fluxed in 200 ml. of methanol for one hour. The
solution is cooled and most of the solvent removed in
vacuo to give a heavy precipitate of the isothiouronium
hydriodide which is recovered by filtration. The salt is
taken up in an equimolar methanol solution of 1,2-di-
aminoethane and heated under reflux for twelve hours.
The solvent is partially removed in vacuo and the hydri-
odide salt recovered by filtration.

The free base is obtained by treating an aqueous solu-

‘tion of the hydriodide with aqueous potassium carbo-

nate, extracting the aquecus solution with methylene di-
chloride and removing the orgamic solvent in vacuo.

EXAMPLE IX

2-(1',2’,3’ 4'-tetrahydro-6’,7'~diethyl-1’-quinolyl)-
1,3-diazacyclopentene-2

N-thiocarbamido-6,7-diethyl-1,2,3,4 - tetrahydroquino-
line (50 g.) and 20 ml. of methyl iodide are refluxed in
200 ml. of methanol for one hour. The solution is
cooled and most of the solvent removed in vacuo to
give a heavy precipitate of the isothiouronium hydriodide
which is recovered by filtration. The salt is taken up in
an equimolar methanol solution of 1,2-diaminoethane
and heated under reflux for eight hours. The solvent is
partially removed in vacuo and the hydriodide salt re-
covered by filtration.

The free base is obtained by treating an aqueous solu-
tion of the hydriodide with aqueous potassium carbon-
ate, extracting the aqueous solution with methylene chlo-
ride and removing the organic solvent in vacuo.

EXAMPLE X

2-(1',2',3' 4'-tetrahydro-5',8'-dibromo-1'-quinolyl) -
1,3-diazacyclopentene-2

N-thiocarbamido - 5,8 - dibromo - 1,2,3,4 - tetrahydro-
quinoline (50 g.) and 20 ml. of methyl iodide are re-
fluxed in 200 ml. of methanol for one hour. The solu-
tion is cooled and most of the solvent removed in vacuo
to give a heavy precipitate of the isothiouronium
hydriodide which is recovered by filtration. The salt is
taken up in an equimolar methanol solution of 1,2-
diaminoethane and heated under reflux for ten hours.
The solvent is partially removed in vacno and the
hydriodide salt recovered by filtration.

The free base is obtained by treating an aqueous solu-
tion of the hydriodide with aqueous potassium car-
bonate, extracting the aqueous solution with methylene
chloride and removing the organic solvent in vacuo,
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EXAMPLE X1

2:(1',2",3" 4 -tétraliydro-6',7’-dichlore-2"-isoquiriolyl) -

1,3-diazacyclopenténe-2

N-thiocarbariido:6,7-dichloro - 1,2,3,4 - tetrahydroiso-
quinoline (50 g.) and 20 ml. of methyl iodide are re-
fluxed in 200 ml. of methanol for one hour. The solu-
tion is cooled and most of the solvent removed in vacuo
to give a heavy precipitate of the isothiouronium_ hy-
dri‘(')jdide’ which is recovered by filtration. The salt is
taken up in an equimolar methanol soluticn of 1,2-
diaminoethane and heated under reflux for ten hours.
The solvent is partially removed in vacuo- and the hy-
driodide salt recovered by filtration.

The free base is obtained by treating an-aqueous solu-
tion of the hydriodide with aqueous potassium-carbonate,
extracting-the aqueous solution with methylene chloride
and removing the organic selvent in-vacuo.-

EXAMPLE XII

2:(1',2’,3" 4-tetrahydroquinolyl)-4,5-diethyl-
1,3-diazacyclopentene-2 hydrochloride

N-thiocarbamido-1,2,3,4,-tetrahydroquinoline (50 g.)
and 20 ml. of benzyl chloride are refluxed in 200 ml. of
methanol for one hour. The solution is' cooled and
most of the solvent removed in vacuo to give a heavy
precipitate of the isothiouronium hydrochloride which is
recovered by filtration. The salt is taken up in an
equimolar methanol! sclution of 3,4-diaminohexane and
heated under reflux for twelve hours. The solvent is
partially removed in vacuo and- the hydrochloride salt
recovered by filtration.

EXAMPLE XIII

2-(1',2’,3' 4'-tetrahydro-2’,3 '-dimethyl—]_ "_quinolyl)-
1,3-diazacyclopentene-2 hydriodide

N-thiocarbamido - 2,3 - dimethyl - 1,2,3,4 - tetrahydro-
quinoline (50 g.) and 20 ml. of methyl iodide: are re-
ﬂ_uxed in 200 ml. of methanol for one hour. The solu-
tion is cooled and most of the solvent removed in vacuo
to give a heavy precipitate of the isothiouroniuin hy-
driodide which is recovered by filtration. The salt is
taken up in an equimolar methanol solution of 1,2-
diaminoethane and heated under reflux for ten hours.
The solvent is partially removed in vacuo and the hy-
driodide salt recovered by filtration.

EXAMPLE X1V

2:(1",2' 3' 4'-tetrabydro-3"-ethyl-2'-isoquinolyl) -
1,3-diazacyclopentene-2 hydrobromide

) N-thiocarbamido-3-¢thyl - 1,2,3,4 - tetrahydroisoquino-

line (50 g.) and 20 ml. of n-butyl bromide are refluxed
in 200 ml; of methanol for one hour. The sclution is
cooled and most of the solvent removed in vacuo to give
a heavy precipitate of the isothiouronium hydrobromide
which is recovered: by filtration; The salt is taken up in
an equimolar methancl solution of 1,2-diaminoethane
and heated under reflux for ten hours. The solvent is
partially removed in vacuo and the hydrobromide salt
recovered by filtration.

EXAMPLE XV

2-(1",2",3' 4'-tetrahydro-2"-quinolyl)-4(or 5 y-propyl-
1,3-diazacyclopentene-2 hydriodide

N-thiocarbamido-1,2,3,4-tetrahydroquinoline (50 g.)
and 20.mg. of methyl iodide are refluxed in 200 ml. of
methanol for ‘one hour. The solution is. cooled -and
most of the solvent removed: in vacuo to give a heavy
precipitate of the isothiouronium: hydriodide which is
recovered by filtration: - Thé salt is taken up in an
equimolar methanol solution’ of ‘1-amino-2-aminomethyl-
pentane and' heated: under’ reflux’ for' ten hours. The
solvent is partially removed-in vacuo and the ‘hydriodide
salt recovered by filtration.
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EXAMPLE XVI
2-(F,2',3' 4 -tetrahydro-1'-quinolyl)-1,3-
diazacyclopentene-2- glycolate
A benzene solution (50 ml.) containing 2.0 g. of 2-
(1’,2’,3’ 4'-tetrahydro-1’- quinolyl) - 1,3 - diazacyclopen-
tene-2 is shaken with 50 ml. of an agueous solution con-

. taining 7.6 g. of glycolic acid. The layers are separated
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and the glycolic acid salt of 2-(1’,2’,3",4'-tetrahydro-1’-
quinolyl)-1,3-diazacyclopentene-2 ‘is' recovered from the
aqueous layer by evaporation of the solvent in vacuo.
Other pharmaceutically acceptable acid addition salts
are prepared from the free bases of this invention in a
similar manner.
EXAMPLE XVII

A tabl‘ét ba'sev'is‘v prepared by blending the fbllowing
ingredients in thé proportion by weight indicated.

Sucrose, U. S. P. - 82.0
Tapioca starch 13.6
Magnesium stearate 4.4

Into this tablet there is blended a sufficient amount of
2f(1',2’,3',4’-tetrahydrq-6',7’-dimethoxy-2f - isqquinolyl)-
1,3-diazacyclopenténe-2 to provide tablets each contain~
ing 50 mg. of ac_tive ingredient.

EXAMPLE XVIIL

Into the tablet base of Example XVII there is blended
a sufficient amount of the hydriodide salt of- 2-(1",2",3' 4'-
tetrahydro-6’-chloro-1’-quinotyl-1,3 - diazacyclopentene-2
%o provide tablets each containing 0.5 mg. of active
ingredient.

EXAMPLE XIX 7

A tablet base is prepared by blending the following in-

gredients in the proportion by weight indicated:

Sucrose, U. S. P- — 80.3
Tapioca starch 13.2
Magnesium stearate . 6.5

Into this base there is blended a sufficient amount of
2-(1°,2',3",4'- tetrahydro-6’-methoxy-1’-quinolyl)-1,3-diaza-
cyclopentene-2 to provide tablets each containing 75 mg.
of active ingredient.

EXAMPLE XX

Into the tablet base of Example XIX there is blended
a sufficient amount of the hydrobromide salt of 2-(14,2",3',
4'- tetrahydro - 6'- chloro - 2'- isoquinolyl)-1,3-diazacyclo-
pentene-2 to provide tablets each containing 0.1 mg. of
‘dctive ingredient. :

EXAMPLE XXI

Ten liters of distilled water for injection, U. S. P, are
poured into a 20 1. pyrex glass bottle. To this water is
added sufficient 2-(1%,2,3',4’-tetrahydro- 6’- methoxy-2'-
isoquinolyl)-1,3-diazacyclopentene-2 hydrobromide to pro-
vide a 0.1 percent-solution by weight.

EXAMPLE XXII

A blend is prepared containing the' following ingre-
dients:

Grams
Calcium carbonate, U. S. P 17.60
Dicalcium sulfate . ; ..- 18.80
Magnesium trisilicate, U. S, P oo 5.20
Lactose, U. 8o Pt 5.20
Potato starch ——mw 520
2.(17,2,3",4 -tetrahydro-1'-quiriolyl)-1,3-diazacyclo-
pentene-2 e e e 4.00
‘Magnesium stearatc A 0.80
Magnesium stearate B 0.32

“This-blend:is divided and formed into tablets-each con-
taining § mg; of active ingredient.
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What is claimed is:
1. A compound selected from the group consisting of

/Rs
/N-—C—H
R /C<
1
N. |_C<Ra
l R3 H H
Rs R
1'15
By N-C-H
vl |
T : \N—(IJ—Ru
R} Re ok

and the pharmaceutically acceptable acid addition salts
thereof wherein R; and R, are each selected from the
group consisting of hydrogen, chloro, bromo, iodo, hy-
droxy and alkyl and alkoxy having up to 4 carbon atoms;
and R;, Ry, R;, anl Rg are each selected from the group
consisting of hydrogen and alkyl containing up to 4 car-
bon atoms, ' ’

20
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2. 2-(1’,2",3,4'- tetrahydro-1’-quinolyl)-1,3-diazacyclo-
pentene-2,
3. 2-(1',2,3’,4'- tetrahydro-2"-isoquinolyl) - 1,3 - diaza-

“cyclopentene-2.

4. 2-(1',2',3",4-tetraydro-chloro-2’-isoquinolyl) - 1, di-
azacyclopentene-2.

5. 2-(1",2",3' ,4'-tetrahydro-6'-chloro-2’-isoquinolyi)-1,3-
diazocyclopentene-2.

6. 2-(1',2",3", 4 -tetrahydro-alkoxy-2'-isoquinolyD-1,3-di-
azacyclopentene-2 wherein the alkoxy group contains up
to four carbon atoms.

7. 2-(1’,2",3’,4' -tetrahydro-6’-methoxy - 2’ isoquinolyl)-
1,3-diazacyclopentene-2.

8. 2-(1',2,3',4"-tetrahydro-¢’,7'-dimethoxy-2’-isoquinol-
yb-1,3-diazacyclopentene-2.

9. 2-(1’,2",3’ 4'-tetrahydro-bromo - 2'- isoquinolyl)-1,3-
diazacyclopentene-2.

10. 2-(1’,2",3’ 4'-tetrahydro-iodo - 2~ isoquinolyl) - 1,3-
diazacyclopentene-2.
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