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COMPLETE SPECIFICATION
Disubstituted Ammoethanols

We, WaITEFIN. HOLDING S.A., of Viale C.
Cattaneo 9, Lugano, Switzerland a company

preparations. con the N,N - disubsti - 30
tuted. pyrryl - nols of the invention

10

15

ganised. under the, laws of the republic of
Sw1tzerland do hereby declare the invention
for which we priy that a patent may be
granted to us, and the method by which it
is to- be performed; to be particularly de-
scribed in and by the: following statement:—
The ‘invention relates te N,N - disubsti -
ted. pyrryl - aminoethanols and methods for
their p aration.
N ~ disubstituted pyrryl - amino -
ethanols of the invention have the formula:

Ry

AN

I ' R,

- CHOH~CH-N

I

whercm R is an alkyl, aryl or arylalkyl group
which may be substituted by one or more
halogen atoms, alkyl, hydroxy, alkoxy, tri -
ﬂ‘uoromethyl nitro, amino, mono- or di-
alkylamino radicals;

R, is an alkyl or cycloalkyl radical;

R, is an alkyl, er aryla]l:grl group, or R,
and R, taken together with the nitrogen atom
to which they are attached represent a hetero-
cyclic ring which may include a further
hetero atom; and

Ryisa hydrogen atom or an alkyl radical
énd their salts with orgamc “and inorganic
acids and alkyl halides.

The invention includes

[Price 4s. 64

‘disclosed in

pharmaceutical |

or their physxologlcally tolerable salts with
acids- or alkyl halides in admixture or con-
junction with a solid or liquid pharmaceuti-
cally acceptable carrier or diluent.

The N,N - disubstituted pyrryl - amino -
ethanols of the invention can be prepared
according to the invention by reducing a
compound of the formula:

11

wherein R, Ry, R; and R, have the meanings
given above. The reduction i preferably
carried out in the presence of an inert sol-
vent with a reducing agent such as lithium
aluminium hydride, sodium borohydride or
aluminium 1soptopox1de at a temperature of
from 0° to 90°C for a period of from 2 to
60 hours, This method is particularly useful
for reducing the keto-group when there are
present in the molecule other groups which
may be affected by hydrogenation.

The starting materials of the formula II
may be prepared according .to the processes
our Patent Specification
21777/66 Scrial No. 1,154,742.

The acid addition salts of the new com-
pounds of the invention can be prepared in
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(N- o -
2-

atomto which they are attached represent 29 1 - [[err] -
chl or obenzyl) a heterocyclic ring which may include a pyrryl]-
pyrrolidi noethanol hydrochloride lerr] hetero atom., and _
30. 1 - [[err]-(N .benzyl) - pyrryl]-2 15 Rlerr] is a hydrogen atom or
an al kyl radical diethylam nopropanol hydrochlorirde,- ., or a salt thereof
with an: orggnic or inorganic - 31. 1 - [[err] - N - benzyl] - pyrryl] - 2
- . .acid an al kyl hali de. pyrrolidi nopropanol

pyrrol
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&G:Id salts of the mvzntloﬂ, are

:@

ofd with hiromatib

. acid. Exemplary of such inorganic salts are
those with " hydrochloric; - hydrobromic - and
sulphuric acids. The quaternary ammonium
salts of the invention can be prepared by re-
acting a NN - disubstituted pyrryl: - amino -
ethanol of the general formula I with a lower
alkyl halide, such as methyl bromide - or
methyl jodide.

- The new compounds of the invention ex-
hibit- significant properties on the Central
or Peripheral Nervous - System. Particularly
marked are the seditive and analgetic effects
on the CNS. The analgetic activity has been
tested in mice by the hot-plate test and by
stretching by injection of acetic acid. With
regard - to last test the EDyy values in mice of
1 < f« - (N - o - chloro - benzyl) - pyrtyl] -
2 - disec. butylaminoethanol are 0.7 mg/ 100
g. subcutaneously and 1.5 mg/100 g. orally.
Bytheoralroutel-[u-(N-o-chloro-
benzyl) - pyrryl] - 2 - disec.butylamino -
ethanol is three times more potent than
codeine, nine times more than aminopyrine
and twelve times more than acetylsalicylic

acid. The peak analgetic effect occurs in 60

45

minutes, but the effect is. marked also four
hours after drug administration.

The study of the sedative activity has
been carried out by testing:
a) the behaviour of animals. treated with the
new compounds of the invention: reduction
of motility and lessened reactivity was noted;
b) the influence on the effects-of subhypnotlc
and’ hypnouc doses of barhxturates,

(N - benzyl)11p¥mnyl] -

(1" anﬁféz‘"’hmﬁw‘ﬁlm?

i’éﬁ&ieol%n%
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The. examination of
‘tissues following slaughter

didnbtreveal-

_evidence - of - pathological ‘changes and the -

.hematologic ‘values found - were unaffected.

The new compounds of the invention can.~ .
be  administered orally, subcutaneously -or -~

intravenously -in any pharmaceutical - form
suitable for these administration routs.

- The following Examples illustrate the in-
vennon N _

- - Bxamprg I

54 g (0022 mol) of ¥ - benzyl - 2--
d1methy1am1noacetyl - pyrrole and’ 40 mlL
of - methy! -alcohol dre placed -in a 100. ml
four-necked flask fitted with -a -stirrer, -
dropping funnel, a reflux condenser and a
thermometer. The -solution is stirred: and a
mixture of 1.7 g (0.044 mol) of, sodium
borohydride in 4 ml of water is-added slowly
through the dropping funnel at such a rate
that the solvent refluxes gently: without ex-
ternial heating. When the addition is com-
plete and’ the initial reaction subsides; the
mixture is stirred and heated at gentle reflux
for six hours. The solvents are distilled off
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under reduced pressure and the tesidue is’

suspended in water and shaken with diethyl
cther. The ether extract is dried over
anhydrous. magnesium sulphate, the solvent
is removed by evaporation under reduced
pressure and the oily residue is fractionated.
Yield of the desired 1 - [« - (N - benzyl) -
pyreyl] -2 - dxmethylammoethanol 49 83
B.P. 120°C/0.4 mm Hg, .

By analogous procedures the followmg
compounds have been prepared: *° - -

95

100

2 -

(N

- 37.

. [u - '(N benzyl) pyrryl] - 2 diethyl -
) ammoethahhl 1) - pyrryl] 2 - di 1
1 = [ enz propyl -
an:[una:eth ol y P BP—160°—165°C/04 mm Hg, S
1-fc-N- benzyl) pyrryl] - 2 - diiso - . S ) S
~ . propylaminoethanol B.P.= 155°-—160°C/04 mm Hg,' o T
1= [z - N - benzyl) - pyrryl] - 2 - dibutyl -. U AR
110 aminoethanol . B.P. —158°—-163°C/04 mm’ Hg,_j-....

~odr-fa = (N - benzyl) pyrryl] 2 - diiso. - .
s bu[tylamm anoll) -2 : B.P.=160°.-_-165”C/0.4 mm- Hg,
be"zy ] SeC - HE R .-_: :
Py BP.=150°—155°C/0.4 mm Hg;

BP-—143° 145°C/05 mm. Hg,'
105 -

- byl
b\gtylamafnoeth



30 8. 1 -[[err]-(N - benzyl) - pyrryl] - 2 - 38. 1 -[[err]-(N-p -
chl or obenzyl) - 95 di sec. but yl am noet hanol .
pyrr"I1 2 Bt St oS trerrret - -e+1r]-(N -benzyl) - pyrryl]

- 39 1 - [[err]-(N p - chlor obenzyl ) - pyrrol i di noet hanol .
pyrryl] - 2 - pyrrokidi noet hanol hydro - 10. 1- [[err] - (N -
benzyl) - pyrryl] - 2 - <chloride. 35 piperidinoet hanol 1;
40. 1 - [[err] - (N - o - chlorobenzyl) - 100 : [[err] - (N -
benzyl) - pyrryl] - 2 - pyrryl] - 2 -pi pd¥Ménoet hanol 3
rmrpholln hanol [' beszsl) 2 41 1 - [[err] - (N - 0 -
chl or obenzyl) - i T ['[Wﬂ] (N BPbeﬁSyl i%"?ﬁyrm%l% -
pyrryl] - 2 - Prﬁ.ef 'b@&ﬁ b)yﬂ{i&dm Y - methyl -
amoet hanol . cﬂﬂimn de [erl\d]P(:Bb“--Szar:;zyl) - pyrryl - 2 -
42. 1 - [[e|5r] (ll\r-[u bqugl)r-ypy]rryu 22 - 105 (N .- benzyl - N - tert.
- butyl) - ami ng 2P ﬂ%‘\ oI %t‘ﬂ%\h‘b"ﬁc
43. 1 - [[err] - lféﬁyl‘ en 1- "3 BP.=195°—200%C/03 mm Hg; (N -
methyl) - pyrryl]- e -2N - be(nb;vl) pﬁqt]zyi {NN- - ethyl) - am noet hanol
pyrryolidi eth yl - N’ --’tert. - butyl) - aminoethanol M.P.= 12321—13_50[61_ (N - ethyl) -
pyrryl] - 2 - 45~ o bed;nm“'f’[’)err?m] TR~ e Bihyde- pyrryll - 2 -

PYITO

pi peri di noet han@I N - meth 1) - 1 - 31 pl peri dl noet hanol .
45. 1 - [[err] -pleﬁlimoethiﬂoyl yrryl] - 2MP.=53°— s4°6. 1 - [[err] - (N -

phenyl) - pyrryil]-[’% Q*T pheeyllsem t‘;zl Mbetgﬂno}' _145°C/03 mm Hg;

15 1- [u - (N phenyl) pyrryl] 2 - disec. - ¢
butylarainoethanol B.P.=135°—140°C/0.3 mm Hg;
1 - -®N -phenyl)-pyrryl]-z-.. '
pyrrolidinoethanol ~ - B.P.=145°~-150°C/0.1—0.2 mm Hg;
1-[«-(N-pheny1)-pyrryl]-2'- :
20 pyrrolidinoethanol hydrochloride . M.P.=119°--121°C;
1-[*-(N-pheny1)-pyrry1]-2-
piperidinoethanol . - B.P.=155°-160°C/0.1 mm Hg;
1-[a-(N-phenyl)-pyrryl]—2-e‘ .
piperidinoethanol hydrochloride M.P.=140°—142°C (dec.);
2 1-fa- (N - o - chlorobenzyl) - pyrryl] - - -
2 - diethylaminoethanol - B.P.=150°—155°C/0.2 mm Hg;
1-[a-(N-o-chlorobenzyl-pyrryl]- _
2 - disec.butylaminoethianol B.P.=160°—165°C/0.1 mm Hg;
1-[x- (N - o - chlorobenzyl) - pyrryl} - o
30 2 - disec.butylaminoethanol -p. - hydroxy - :
benzoate MP.=128°—130°C " (dec.);
1 - [a - (N - o - chlorobenzyl) - pyrryl] - :
2 - disec.butylaminoethanol = - resorcylate - M.P.==91°—94°C (dec);
1 - [& - (N - o.- chlorobenzyl) - pyrryl] - :
35 - 2 - disec.butylaminoethanol § - resorcylate M.P.=72°-—74°C (dec.);
1- [« - (N~ o= chlorobenzyl) - pyrryl] - :
2 - disec. butylammoethanol protocate -
_ chuate M.P.=60°—70°C (dec.);
. ---"1-[u-(N-—o-chlorobenzyl)- pyrryl] - S
40 - 2 - pyrrolidinoethanol ~ B.P.=150°—155°C/0.1 mm Hg;
1- ~[a-N~=-o0- chlorobenzyl) yreyl] - -
© - +2 - pyrrolidinoethanol hydrochlong M.P.=137°—138°C;
. 1~ fe- (N - benzyl) - pyrryl] - 2 - diethyl -
i dminopropimol hydroc onda M.P.=140°—142°C (dec.);
45""1-[u-(N-benzy1)-pyrryl]-2-- ' '
pyrrolidinopropanol - B.P.=135°—140°C/0.1—0.2 mm Hg;
1 - [z - (N - benzyl - pymyl] - 2 - _
pyrrolidinopropanol hydrochloride . M.P.=140°—142°C;
- e - (N - benzyl - pyrryl] - 2 - o '
‘50 piperidinop: ropanol . B.P.=150°—155°C/0.1—0.2 mm Hg;
- 1-J=- (N -p - chiorobenzyl) - pyrryl] - '
ST 2 - dxethylammoethanol B.P.=160°—165°C/0.1 mm Hg;
“1-f-N-p -chlorobmzyl)-pynyl]- . :
. 2 - disec. butylammoethan B.P.=160°—165°C/0.3 mm Hg;
55 . 1-f«- (N - chlorobenzyl) - pyrryl] -2-
. piperidinoethanol - B.P.=155°—160°C/0.1 mm Hg;
1- [& - (N - p~chlorobenzyl) - pyrryl] 2 -
: pxpendmoethanol hydrochloride- M.P.=134°—135°C;
"1~ [w-~ (N--p - chlorobenzyl) - pyrryl] 2- : 3
60 pyrrohdmoethanol * BP.=145°~155°C/0.1—0.2 mm Hg;

i"‘l ~fz N -p- chlorobenzyl) -

Pyrryl] -
2 - pyrrolidinoethanol hydrochloride:

‘MP.= l_21°-—-—122°C;
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i1
phanolhr ormobenzyl) -

65 ybenzoat e.

nol: p - hydroxybenzoate. -

ami

1-fa-(N-
2 - p1pendmoe

2 - piperidinoethanol

1-fe-(N-26- xylyl)-pyrryll-z-
nol.

pyrrolidinoetha

imo -di Sec.

s ? ~pygyl] - ﬁyr‘i‘%? i-di
. pfer - 2 - Aoyt

methoxybenzyl) pyrryl] -
1-fa-(N-p- methoxybenzyl) pyreyl} -
oxalate

2 BP.£105° {-pm”c]zw il Bg; 0 -
at e

NQheo
_é]frtéélf 9bs ?
B.P.=90°—95°C/0.3 mm: Hg,

130 |
MP=136°—137°C/ (dec3);
BP.= 175°-—185°C/O3 pa— Hg; |
MP.=114"—115°C (doc);
MP.=150°—160°C/0:2 mm: Hg;

1-fe-(N-26- xylyl)-pyttyl]-z—

pyrrohdmoethanol oxalate:

1-[«~- (N -p - bromobenzyl) - pyrryl} -

2 - pyrrolidinoethanol -
1-[o-(N -
2 - pyrr

1~ fe -
pxpendmoethan ol
pxggend.moethanol oxalate

1~ fa~ (N - ethyl) - pyrryl] - 2 - pymohdmo -

ethanol
1 - [z - (N - ethyl) - pyrryl] - 2 ~ pyrrohdmo
ethanol p - hydroxybenzoate

EBxamere I

10 g. (6:0278 mol) of 1 - (o ~ chloro) -
benzyl - 2 - disec. - butylaminoacetyl --
pyrrole and 300 ml.. of anhydrous diethyl
ether are placed in a 500 ml. four-necked
flask fitted with a mercury-sedled stirrer, a
thermometer, a dropping funnel and a re-
flux condenser topped: with a tube contain-
ing anhydrous calcium chloride.” The solu-
tion is stirred and a mixture of lg (0.0264
mol) of lithium aluminium hydride in 20 ml.
of diethyl ether is added slowly through the
dropping funnel at such a rate that the sol-
vent refluxes gently without external heiit-
ing, When the addition is complete and the
initial reaction subsides, the mixture is. stirred
and heated at gentle reflux for two hours.

The mixture is cooled and the excess of
lithium aluminium hydride is decomposed
with cracked ice. The, water layer is separ-
ated and washed with diethyl ether. The .
combined: ether extracts - &re dried over
anhydrous magnesium sulphate and the sol--
vent is removed by -'distillation under re-
duced pressure. The oily resxdue is fraction-

- p - broinobenzyl) pyryl} -
picrate

6 - xylyl - pyrryl] - 2 -

N - 26 - xylyl-pyxryl]-z-

MP.=VM-IT5°C; |
B.P.=i60°—m9€:/ﬂ:4- mm Hg;
MP.=131°—132°C; |
B".P;=165°—-1.709C./2 mm Hg;
MP.=163°—164°C (dec);
BP.=115°—125°C/0.5 mm He;
M.P.=145° —147°C (dec.).
e T sl

pyreyd] - 2 - di ~sec - butyl - amino -
ethamol 88 g; BP= 160" 165°C/0.1
An exemplary capsule suitable for oral
administration has the following composi-
tion:

1- [a ~MN-0 - chlombenzyl) -
pyrryl] - 2 - disec.buty]
ethinol p - hydroxybenzoate :
Talcum

.mm: Hg.

41.5 mg.

3 mg.
Dibasic calcium phesphate. : 635 mg.
Megnesium. stearate 2 mg.
1245g. of L~ fu~ N - 0 - ch!orobenzyl)-
pyrryl} - 2 - disec. - butylaminoethanol p.
hydmxybenzoate, 9 g. of talcum, 1905 g
of dibasic caleium: phosphate and 6 g. of
magnesium. " stearate: are. mixed and: sieved

twice. through an 80. mesh sieve. The mixture

is transferred into a mizer and allowed to
turn: for. 15 minutes, With this mixture are

filled 3000 No. 4 natural hard- gelatin cap-

sules.

pyrryl]
xyI yl
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di et hyl am noet hanol . 46. 1 - [[err]- (N -
methyl) - pyrryl] - 2 - 17. 1 - [[err] - (N - phenyl) - pyrryl] - 2
- diethyl am oethanol. 50 disec. butylam noet hanol .
47. 1 [[err] - (N - nmethyl) - pyrryl] - 2 - 115 I8 1T - [lerr] -(N~
~ phenyl) - pyrryl] - 2 - diethylan noethanol p. - hygdroxybenzoate. '
pyrryl am noet hanol . 48. 1 - [[efr] - (N- p -
net hoxybenzyl) - . 19. 1 - [[err] - (N -phenyl - pyrryl] - 2 - pyrryl]
- 2 - piperidinoethanol . rr. oethanoi hydr ochl ori de. :
49. 1 ? lpl'gr r] { N Q. HM@W %n (e r rgr r] ( I\I‘f;m-_ '
phenyl) - ylrr:{J 1 (N _2}‘361,1%5%)] pyn%l}- pi per| d| noet hanal oxal at e. A 120
pi peri di noet haH@ipmdmoethano B.P.= 140°—15130/&1mn{:[!&;r] - (N- 2,6 -
xylyl) - pyrlr%Iﬁ] :0~ 1)- 1}-(%1,_5) S} pyrryl] 2 - .
pyrrolidj noet I ¢ 't Ban hylg & de. ' : 51.
1- [lerr] - «iﬁ ut@azﬁnmhmb fery|]MP—7z° 74°2:2@dec19 [[err] - (N - o
- chl orobenzly-l -{N - Erhyl)pptyylr-(ﬁ-iditthmnﬂoa-nol oxal ate 60 rryI] - - :
di et hyl am n 8‘5 -2 &g Bp - brormbenzyl )
- 125 - bleﬁ,? = Q. Q@s yl] - 2-- '
¥ i % %3 am noet ﬁ%’ 53. 1

- 2.



55.1-[[err] -(N- 2,6 - xylyl - pyrryl] 2- from O0-90C for a period of
from2 to 60 20 pi peri di noet hanol oxal at e. hour s.
56. 1 - [[err] - (N -_ethyl) . -pyrryl]l -2 - 60, A process for the

pyrrolldlnoethanol
ani noet hanol

preparation of a

di substituted pyrryl -
pyrryl] - 2 - subst
pyrrol i di noet hanol
25 58. A process fbor
di substitute :

NN-

1-[[err] - (N - ethyl) -

Tﬂltlﬂnuﬁmﬂﬂllr&mr;be* ore_desct bes Sl e

the® preparathqﬁ&ga a

61 A

am noet hanol ‘et:haWAj nmbeLEELMQ-a process acedrmi-nfy 4 @ - o: - chlorobenzyly -
: LA - disubstituted pyrryl - = pynyl] - 2 - disecbutylamineethanoba: -
ethamol oﬁ th& a]flg;inu::&f mm where- resoncylfte? o ™ : :
inet Re: ige ann 1 or: ary] p 260 1 « [ - -o-elﬂnmhmzyig“
5 whichbmmyvbe substituted: by: one:-oz- g;?:m pyrryl]- - 21 - disec:butylaminoethanoli gt -
<. halogen atoms, alkyl hydroxzy;: alkozy; tri -~ resorcylamsy. -
ﬂuomnﬂlyl;* mmo;‘ammo, meno: --ort dii~ 27 1o~ e~ (N5 - o~ chiorobenzylf:-

alhlg alkyl cyclnalkyl zdmul
1 is an or I 5 -
‘Ridse am: atkpk: op: arylaliéyl group, .or- Ry
- and ¢ B taken: together: with: the nitrogen
atom : to -whiels: thiey * are - attached  represent
a . heterocyclic: ring: which: méy: include a:
fumher ‘hetero: atoms . and:
R, is a hydrogen atom or an alkyl radical
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or a salt thereofwith:an: qrgamc or inorganic
dimethylaminoethanol.
4.1 - [« - (N - benzyl) -
5.1 - [a - (N - benzyl) - pynryl] - 2 -
dibutylaminoethanol.
8. 1-[u-(M?zyl)-pml]-2-
pyrrolidinoethanol.
benzyl) - pymyl] - 2 -
1. 1-[- (N -
(N’ - benzyl - N’ methyl - aminoethanol.
ethanol.
15 1-[a- (N - methyl) - pyrryl] - 2 -
diethylaminoethanol.
18. 1 -[«-(N - phenyl) pyrryl] - 2 -
55 pyrrolidinoethanol hydrochloride.
21. 1 - [« - (N - phenyl) - pyrtyl] - 2 -
pyrryl] - 2 - diethylamins
1 -« - (N - o0 - chlorobenzyl) -

acid or an alityl:halide:

2.1 -[a- (- benzyly - pyreyl] - 2 -

3.1~ [« ~ (N - benzyl) - pyrryl] - 27~
_ diethylaminoethanol. s T

pyryl] - 2 -
dipropylaminoethanol.
diisopropylaminoethanol.

6. 1 - [« - (N - benzyl) - pyrryl] - 2 -

7.1 -[a - (N - benzyl) - 1] -2 -
diiso.butylaminoethanol, 7 - Pyl
disec.butylamino

9.1-[«- (N - benzyl) - pyrryl] - 2 -

10. 1 - [e - (N -
piperidinoethanol,

benzyl) - pyrryl] - 2 -
morpholinoethanol. ) !

12, 1 - [« - (N - benzyl) - pyrryl] - 2 -

13. 1 - fo -~ (N - benzyl) 1]-2-
(N’ - benzyl - N - tert. butypgn—y

14. 1 - [« - (N - methyl) - pyrtyl] - 2 -

pyrryolidinoethanol. y |
piperidinoethanol.

16. 1 - [« ~ (N - phenyl) - pyrryl] - 2 -

17. 1 - [« - (N - phenyl 1] -2 -
disec.butylaminoeth: p ¥ - pyr] -
pyrrylaminoethanol.

19.1-[«- N - henyl-pyrryl] 2 -

20. 1 - [ - (N - phenyl) - 1]-2-
piperidinoethanol. pyeeyil
piperidinoethanol hydrochloride.

22. 1 - [« - N - o - chlorobenzyl) -

oethinol,

23. 1-[a-(N-o-chlorobenzyl-
pyrryl] - 2 - disec.butylaminoethanol.
pyn'yl] - 2 - disec.butylaminoethanol p -
hydroxzybenzoate.
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pyeeydlis. - 20 - disec:butylmmmtlmnol -
pram cawdmm: :
287,10 ~ [du = (N:~ o -«chibmbtnzyla .
pymyl} 2 ~~pyrrolidinoethanol. -
2%:. 1 - o =~ (NE -+ 0 - - chlorobenzyl}! «--
pyﬂyliw 2~[- Pw(fwvhdigoethﬁ;ml’ hydbi?lomzdﬁ
- jo - (385 enzvy] [Ny Ly
dleth lammoptopanol' hydrm:hlm?yﬂy
3%, Li--[o - @ - benzyl): - pynﬂ.] iy s
pyesolidihopropancl:
32... k: - [ (Nt —~bengyl): - pyrryl) -2
pyrroliditiopropancl lydeochloride:
33. 1"~ [& - (N~ benzyl) - pyrryl --2.--
pxgindinopmpan(g chlorobenzyl) - pyrryl]
- fe - orobenzyl) - -
- dxethy}xmmoethanol. y
35 1 - [z~ (N - p - chlorobenzyl) -
pyrryl] - 2 - disec.butylaminoethanol.
361]1 - [« p;nd(lfn ;.thgn - chlorobenzyl) -
pyrry 2 pi oethanol.
7. 1 - [« - (N - chlorobenzyl) - pyrryl] -
2 - plpendmoethanol hydrochloride,
38. 1 - [« - (N - p ~ chlorobenzyl) -
pyrryl] - 2 - pyrrolidinoethanol,
pyarsl] - 2 - ppreclidncctional oo -
pyrryll - - pyrro octhan -
chloride, e &l y .
40.1-[«- - o - chiorobenzyl) -
pyrryl] - 2 -piperidinoethanol.
- [« - (N - o - chlorobenzyl) -
gglrryl] - 2 - piperidinoethanol hydro -
oride. : O - ethy) -
42.1- [« -~ - -2 -
T
=2 - enzyl - pyrryl] - 2 -
N - lienz{_l N(;I - ethy! thl)l)-- amn;y;r’e;lhanol.
L pyryl] - 2 -
plI:tS 1 ° [ OI(N ths.'l - 2
- [z - (N - ethyl) - pyrryl] - 2 -
disec. butylammoeth[ (Nam’leth
46.1-[a- methyl) - -2-
diethylaminoethanol ¥ - pyroi] -
47, 1 « [« - (N t3:1)
diethylaminoethanol p ydroxybenzoate,
48. 1 -[«-N - p - methoxybenzyl) -
pyn'yl] 2- pxpendmoe
49, 1 - [« - -p - methoxybenzyl) -
pyls-r(;'l]l 2[ pi &ndm%thanolloﬁala )
- jo - pyrryl] -
2 - pyrrolidinoethanol. » Y ]
511 -[z- (N - 2,6 xylyl) pyrryl] -
2 - pyrrolidinoethano)
52. 1-[«-(N-p-bromobenzyl)-
pyrryl] 2 - pyrrolidinoethanol.
= [ - (N - p - bromobenzyl) -
PY?ZI]I 2[ pyﬁhdmogthano} %)mtate
- la - 2, - 1] -
2 - piperidinoethanol, i - eyl
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according to claim 1 which conprises re- any of clains 58, 59 or 60.

10. ducing a conpound of the fornula Il herein- 62. A pharnaceuti cal
conposi tion cantain- . _before wherein Rlerr] , Rlerr], Rerr] and Rerr]
have the ing.a N N.- di substituted pyrryl - amno - 30 meani ngs
given in claim1 and where appro- ethanol accordi-ng.t.o any of clains 1 to
57 pria}i{_ formng a salt with an organic or in- and 61 in-
conj unction w aiolid or liquid organic acid or an alkyl hali de.

ptgar maceutical ly acceptabl e gihsgmapt or carrier. 15 59. A _process
58— -—————— e h—the—tedtet-or—i-s—ear—ed<opt in the
ERI C PCEBI’ER[&n(NCIZ,&RI&W\J— pyn-yl] -2 -prmowooc f@rn: peﬁﬁtbftmdzmco weot™h i thium

Char t einstidieg al- ubeassi um hydr j de; or ohydri de or
317, b bl ((‘llﬂ - etﬂytl) Pyrg'ﬂlumzm Lﬂg ggg@ﬁ% reg )

N at ur e of
o PN QEY1Y OpystBr - BB Edababbmallpt bl |

Y e e the Couri ér
Pr ess,pyirdﬂhm adrp Sphadroxd tePub|- | s @f| thiey sPatent O fice, 28,

Sout h%@m Pm%ipm%ﬁg}/c 61, AfN gargbetﬁ“ mmtbe obt ai ned.

accordmgtoclamlwhlchcompnsesre- anyofclaxms58,59or

10 - ducing.a: compound of the formula II herein- 62.- A pharmaceutical - compomuon contain- ..
before wherein. R, R;. R, and Rs have the lx:ﬁm N,N - disubstituted pyrryl - amino - 30
meanings given in claim 1 and where appro- 0] aooordmg to any of claims 1 to 57 -
priate: forming: & salt: with an organic or. m- - and 61 in conjunction; with .a solid or hquxd
organic acid-or an alkyl halide. . pharmaceuhcally acceptable diluent or carner

15+ 59. A process. according: to. claim - 58 in N
which ..the - reduction ,is carried out in the ERIC PO'I'I‘ER and CLARKSON, Ll

Presence “"of an inert solvent with lithium Chartered ‘Patent Agents,
aluminium - hydride, sodium borohydride or . . 317, High Holborn,
aluminium’ isopropoxide at a temperature of London W.C1.
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