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The reaction of arylcyclopentyl(tetrahydropyranyl)methyl-, 1,4-benzodioxan-2-yl-methyl
(ethyl)-, isochroman-1-methylamines and 6,7-dimethoxy-1-methyl-1,2,3,4-tetrahydro-isoquinoline
with phenylsulfo- and tosylchlorides afforded the corresponding substituted sulfonamides. The
antibacterial activity of synthesized compounds was investigated.

References 14.

The interest in derivatives of oxygen- and nitrogen-containing
heterocycles: 1,4-benzodioxane, isochromane, tetrahydroisoquinoline and
opening analogs of the latter is determined by their high and diverse
pharmacological activity. With a view to reveal effective biologically active
substances in this series, over a number of years we have carried our studies
on the synthesis of new amines, amino alcohols, amino amides and diamides
possessing adrenolytic, sympatholytic, antiarrhythmic and antihypoxic
properties [1].

The compounds with arylsulfonamide fragments are widely used as a
highly effective antibacterial medicine for treating various diseases [2].

In the present study the synthesis of new arylsulfonamides is described.
As amino components different amines such as phenylcyclopentyl-, 4-
methoxyphenylpyranylmethyl, 1,4-benzodioxan-2-ylmethyl-, 1-(1,4-
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benzodioxan-2-yl)ethyl, isochroman-1-ylmethylamines and 1-methyl-6,7-
dimethoxy-1,2,3,4-tetrahydroisoquinoline are used.

Recent investigations have shown that some compounds with fragments
of arylcyclo-pentyl- and aryltetrahydropyranylmethylamines possess diverse
biological activities [3, 4]. In continuation of these studies we have
synthesized new sulfonamides 1-4 with high yields by condensation of
amines 5 and 6 with benzenesulfo- and tosylchlorides in the mixture
benzene-water, applying KOH.
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X=(CH,)s, Ri=H: R=H(1); R=CH3(2). X=(CH,CH,),0, R1=CH;0: R=H(3):
R:CH3(4) X:(CH2)4, R1:H(5), X:(CH2CH2)20, R1:CH30(6),
R2:R3:H(7); R,=H, Rs=Et (8),R3:H, R,=CH; (9), R:R2:R3:H(11);
R,=Rs=H, R=CHs(12); R=R,=H, Rs=Et (13): R=CHs, R,=H, Rs=Et (14):
R=Rs=H, R,=CH, (15); R=R,=CHs, Rs=H (16). R=H (17), R=CHs(18).
R,=H (19); Ry=CHs (20); R=R,=H (21); R,=H, R= CH3(22); R=H, R,=CHs
(23). R=H (25), R=CH2(26).

In order to investigate the structure-activity relationship, the
sulfonamides with heteryl fragments were obtained. It is known that
derivatives of 1,4-benzodioxane and isochromane exhibit high
pharmacological activity and are widely used in modern medical practice
[5]. For this reason on the basis of heterylalkylamines, in particular 1,4-
benzodioxan-2-ylmethylamines (7,8), 1-(1,4-benzodioxan-2-yl)ethylamine
(9) and isochroman-1-ylmethylamine (10), the new sulfonamide derivatives
11 -16, 17,18 were synthesized.
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When 1,4-benzodioxan-2- and 3-methyl-1,4-benzodioxan-2-carboxylic
acid hydrazide (19,20) was used as a key starting compound in these
syntheses, the sulfonamide derivatives 21 - 23 were obtained. In this case the
target compounds were isolated in high yields by treatment of water-alkaline
solution with dilute aqueous HCI.

In extension of these investigations and aiming at the search for new
bioactive compounds, in the present study we also describe the synthesis of
sulfonamides in which a nitrogen atom is included in the heterocyclic ring of
the tetrahydroisoquinoline fragment. By interaction of 6,7-dimethoxy-1-
methyl-1,2,3,4-tetrahydroisoquinoline (24) with the above- mentioned
sulfochlorides corresponding sulfonamides 25, 26 were synthesized. The
structure and purity of the synthesized compounds were confirmed by
physicochemical methods and thin-layer chromatography.

The antibacterial activity of compounds was studied by the diffusion
method in agar [6] at a bacterial load of 20 million microbes per 1 mL of
medium. Gram- positive staphylococci (Staphylococcus aureus 209 p,1) and
gram-negative bacilli (Shegella Flexneri 6858, E. coli 0-55) were used in the
experiments. Solutions of test compounds and a control preparation were
prepared in DMSO in a dilution of 1:20. Solutions of test substances (0.1
mL) were added into Petri dishes containing cultures of the above strains of
microorganisms. Diameter (d, mm) of microorganisms growth inhibition
zone after daily growth of test cultures in a thermostat at 37°C was
measured. Furazolidone was used as a positive control [2]. It was found that
the test compounds showed low activity, suppressing the growth of all the
strains of microorganisms used in the 10-12 mm diameter zone significantly
inferior to the control drug (d= 24-25 mm)

Experimental

The IR spectra were recorded on a UR-20 spectrometer from samples
dispersed in mineral oil. The *H and **C NMR spectra were measured on a
Varian Mercury-300 instrument from solutions in DMSO-d6 using
tetramethylsilane as internal reference. The melting points were determined
on a Boetius hot stage. The progress of reactions and the purity of products
were monitored by TLC on Silufol UV-254 plates using benzene—acetone
(3:1) as eluent; development with iodine vapor.

(1-Phenylcyclopentyl)methanamine  (5) and  (4-(4-methoxy-
phenyl)tetrahydro-2H-pyran-4-yl)methanamine (6) were synthesized
according to the procedure reported in [7,8].

(2,3-Dihydrobenzo[b][1,4]dioxin-2-yl)methanamine  (7), N-((2,3-
dihydrobenzo[b]  [1,4]dioxin-2-yl)methyl)ethanamine  (8), 1-(2,3-
dihydrobenzo[b][1,4] dioxin-2-yl)ethanamine (9) and isochroman-1-
ylmethanamine (10) were prepared as described in [9-12].
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2,3-Dihydrobenzo[b][1,4]dioxine-2-carbohydrazide (19) and 3-
methyl-2,3-dihydrobenzo[b][1,4]dioxine-2-carbohydrazide (20) were
synthesized according to the procedure reported in [13, 14].

General procedure for the preparation of Sulfonamides. A solution
of 1.7 g (30 mmol) of KOH in 15 ml of water was slowly added to a solution
of 15 mmol of the amino compounds (5-10,19, 20, 24) in 45 ml of benzene at
5°C. After cooling the mixture at -2°C, 17 mmol in 20 ml benzene of the
corresponding sulfochloride was slowly added, stirred at this temperature for
5 h. The mixture was left overnight and heated for 10-12 h at 70-75°C. The
organic layer was washed with dilute hydrochloric acid (1: 3), water, a 5%
solution of Na,COj3 and again water, dried with Na,SO,4. The solvent was
distilled off, the residue was crystallized by ether and recrystallized.

N-((1-Phenylcyclopentyl)methyl)benzenesulfonamide (1).Yield 81%,
mp 82-84°C (ether), R 0.45. IR spectrum, v, cm™: 3280(NH), 1607, 1568
(arom.), 1329, 1158 (SO,). *H NMR spectrum, 8, ppm: 1.56-1.76 m (4H),
1.79-1.89 m (2H) and 1.93-2.03 m (2H, CsHg), 2.82 d (2H, J=6.7, NCH,),
7.02 br. t (1H, J=6.5, NH), 7.11-7.18 m (1H) and 7.20-7.25 m (4H, C¢Hs),
7.48-7.55 m (3H) and 7.68-7.73 m (2H, CgHsS). *C NMR spectrum, dc,
ppm: 22.9, 34.8, 50.8, 51.2, 125.1, 126.3, 126.5, 127.4, 128.1, 131.0, 140.9,
146.1. Found, %: C 68.87; H 6.89; N 4.71. C15H2;NO,S. Calculated, %: C
68.54; H 6.71; N 4.44.

4-Methyl-N-((1-phenylcyclopentyl)methyl)benzenesulfonamide
(2).Yield 78%, mp 98-100°C (benzene), Ry 0.48. IR spectrum, v, cm™:
3271(NH), 1609, 1578 (arom.), 1331, 1164 (SO,). *H NMR spectrum, 3,
ppm: 1.56-1.76 m(4H), 1.78-1.88 m (2H) and 1.92-2.02 m(2H, CsHg), 2.41 s
(3H, CHj3), 2.80 d (2H, J=6.7, NCH), 6.92 br. T (1H, J=6.7, NH), 7.09-7.16
m (1H, CgHs ), 7.20 -7.25 m (6H, Ar), 7.56-7.60 m (2H, C¢H.). *C NMR
spectrum, d¢c, ppm: 20.8, 22.9, 34.8, 50.8, 51.2, 125.1, 126.3, 126.5, 127.4,
128.7, 138.0, 141.2, 146.2. Found, %: C 69.41; H 7.32; N 4.53. C19H,3NO,S.
Calculated, %: C 69.27; H 7.04; N 4.25.

N-((4-(4-Methoxyphenyl)tetrahydro-2H-pyran-4-yl)methyl)benzene-
sulfonamide (3). Yield 76%, mp 142-144°C (ethanol), R¢ 0.51. IR spectrum,
v, cm™ 3269(NH), 1610, 1573 (arom.), 1337, 1172 (SO,). 'H NMR
spectrum, 6, ppm: 1.85 ddd (2H, J=14.0, 9.4, 3.9, CH;), 1.93-2.02 m (2H,
CH,), 2.78 d (2H, J=6.6, NCH,), 3.38 ddd (2H, J=11.4, 9.4, 2.6, OCHy), 3.64
ddd (2H, J= 114, 5.0, 3.5, OCH,), 3.77 s (3H, OCHg3), 6.78-6.83 m (2H,
CeHy), 7.12 br.t (1H, J=6.6, NH) 7.13-7.18 m (2H, C¢H,), 7.41-7.54 m (3H,
meta, para- CgHs), 7.68-7.73 m (2H, orto-CgHs). 3¢ NMR spectrum, dc,
ppm: 32.7, 39.1, 53.1, 54.4, 62.9, 113.3, 126.2, 127.6, 128.1, 131.1, 134.3,
140.9, 157.2. Found, %: C 63.39; H 6.72; N 4.12. C;9H23NO,S. Calculated,
%: C 63.13; H 6.41; N 3.88.

N-((4-(4-Methoxyphenyl)tetrahydro-2H-pyran-4-yl)methyl)-4-me-
thylbenzenesulfonamide (4). Yield 79%, mp 160-162°C (ethanol), R¢ 0.53.
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IR spectrum, v, cm™: 3284(NH), 1608, 1570 (arom.), 1340, 1155 (SO,). *H
NMR spectrum, 8, ppm: 1.84 ddd (2H, J=14.0, 9.4, 3.9, CH,), 1.93-2.02 m
(2H, CHy), 2.40 s (3H, CHj3), 2.81 d (2H, J=6.6, NCH,), 3.37 ddd (2H,
J=11.3, 9.4, 2.6, OCH,), 3.64 ddd (2H, J= 11.3, 5.0, 3.5, OCH,), 3.78 s (3H,
OCHpg), 6.78-6.83 m (2H) and 7.13-7.18 m (2H, C¢H,0), 7.13 br.t (1H,
J=6.6, NH), 7.27-7.34 m (2H) and 7.66-7.73 m (2H, CgH,). Found, %: C
64.20; H 6.93; N 4.06. C5H2sNO,S. Calculated, %: C 63.97; H 6.71; N 3.73.
N-((2,3-Dihydrobenzo[b][1,4]dioxin-2-yl)methyl)benzenesulfon-
amide (11). Yield 74%, mp 103-104 °C (benzene), R¢ 0.54. IR spectrum, v,
cm: 3277(NH), 1590, 1500 (arom.), 1314, 1155 (SO,). *H NMR spectrum,
3, ppm: 2.92-3.09 m (2H, NCH,), 3.92 dd (1H, J=11.4, 6.9, OCHy), 4.12-
4.18 m (1H, OCH), 4.28 dd (1H, J= 11.4, 2.3, OCH,), 6.68-6.79 m (4H,
C¢Hy), 7.55-7.67 m (3H) and 7.80-7.84 m (2H, C¢Hs), 7.77 br.t (1H, J=5.8,
NH). Found, %: C 59.31; H 5.21; N 4.86. C;5sH15sNO,S. Calculated, %: C
59.00; H 4.95; N 4.59.
N-((2,3-Dihydrobenzo[b][1,4]dioxin-2-yl)methyl)-4-methylbenzene-
sulfonamide (12). Yield 72%, mp 110-112°C (ethanol), R¢ 0.52. IR
spectrum, v, cm™: 3274(NH), 1591, 1497 (arom.), 1335, 1159(SO,). H
NMR spectrum, 8, ppm: 2.43 s (3H, CH3), 2.93-3.10 m (2H, NCH,), 3.93 dd
(1H, J=11.4, 6.9, OCHy), 4.12-4.19 m (1H, OCH), 4.27 dd (1H, J=11.4, 2.3,
OCHy,), 6.68-6.79 m (4H, C¢H,), 7.29-7.33 m (2H, CsH4CHj3),7.68-7.72 m
(2H, C¢H4CH3), 7.78 br.t (1H, J=5.8, NH). *C NMR spectrum, 8¢, ppm:
20.8,42.2,64.9,71.2,116.4, 116.6, 120.5, 120.7, 126.4, 128.9, 137.6, 141.7,
142.3, 142.6. Found, %: C 60.39; H 5.64; N 4.61. C4sH;7NO,S. Calculated,
%: C 60.17; H 5.37; N 4.39.
N-((2,3-Dihydrobenzo[b][1,4]dioxin-2-yl)methyl)-N-ethylbenzene-
sulfonamide (13). Yield 72%, mp 64-65°C (benzene), R; 0.46. IR spectrum,
v, cm™: 1590, 1494 (arom.), 1333, 1161 (SO,). *H NMR spectrum, &, ppm:
1.13t (3H, J=7.1, CHg3), 3.17-3.38 m (2H, NCH,CHj3), 3.45 dd (1H, J=15.0,
5.2, NCH,), 3.34 dd (1H, J=15.0, 6.2, NCH,), 4.03 dd (1H, J= 11.4, 6.6,
OCHy), 4.33 dd (1H, J=11.4, 2.3, OCH,), 4.35-4.42 m (1H, OCH), 6.71-
6.81 m (4H, CgHy), 7.53-7.65 m (3H, C¢Hs), 7.81-7.85 m (2H, CgHs). °C
NMR spectrum, ¢, ppm: 13.3, 44.1, 47.5, 65.0, 71.7, 116.5, 116.6, 120.7,
120.8, 126.6, 128.6, 132.0, 139.1, 142.0, 142.6. Found, %: C 61.47; H 6.00;
N 4.48. C17H19NO,S. Calculated, %: C 61.24; H 5.74; N 4.20.
N-((2,3-Dihydrobenzo[b][1,4]dioxin-2-yl)methyl)-N-ethyl-4-methyI-
benzenesulfonamide (14). Yield 74%, mp 76-78°C (benzene), R¢ 0.50. IR
spectrum, v, cm™: 1595, 1490 (arom.), 1336, 1165 (SO,). *H NMR spectrum,
3, ppm: 1.14 t (3H, J=7.1, CH,CH3), 2.41 s (3H, CHj3), 3.18-3.39 m (2H,
CH,CHj3), 3.34 dd (1H, J=15.0, 6.2, NCH,), 3.46 dd (1H, J=15.0, 5.2,
NCH,), 4.03 dd (1H, J=11.4, 6.6, OCH,), 4.33 dd (1H, J=11.4, 2.3, OCH)),
4.38-4.45 m (1H, OCH), 6.70-6.80 m (4H, Cg¢H,), 7.30-7.35 m (2H) and
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7.70-7.75 m (2H, C¢H,S). Found, %: C 62.52; H 6.31; N 4.29. C13H1NO,S.
Calculated, %: C 62.23; H 6.09; N 4.03.

N-(1-(2,3-Dihydrobenzo[b][1,4]dioxin-2-yl)ethyl)benzenesulfonamide
(15). Yield 67%, mp 134-135°C (ethanol), R; 0.46. IR spectrum, v, cm™:
3275(NH), 1596, 1500 (arom.), 1332, 1159(SO,). Two diastereomers, 1/1.
'H NMR spectrum, &, ppm: 1.02d (1.5H, J=6.8, CHsCH), 1.05d (1.5H,
J=6.8, CH3CH), 3.40-3.45 m (0.5H) and 3.52 -3.57 m (0.5H, CHCH3), 3.81 -
4.00 m (2H) and 4.23-4.37 m (1H, OCH,CHO), 6.70-6.78 m (4H, CgH,),
7.45-7.60 m (3H) and 7.78-7.88 m (3H, NH and C¢Hs). Found, %: C 60.36;
H 5.59; N 4.62. C16H,7NO,S. Calculated, %: C 60.17; H 5.37; N 4.39.

N-(1-(2,3-Dihydrobenzo[b][1,4]dioxin-2-yl)ethyl)-4-methylbenzene-
sulfonamide (16). Yield 64%, mp 120-121°C (toluene), Rf 0.51. IR
spectrum, v, cm™: 3270(NH), 1598, 1498 (arom.), 1338, 1162 (SO,). Two
diastereomers, 1/1. *H NMR spectrum, 6, ppm: 1.01d (1.5H, J=6.8, CH3CH),
1.04d (1.5H, J=6.8, CH3CH), 2.44 s (3H, CHsAr), 3.25-3.37 m (0.5H) and
3.42-3.53 m (0.5H, CHCHj3), 3.77-4.00 m(2H) and 4.22-4.36 m (1H,
OCH,CHO), 6.66-6.78 m (4H, CgH,), 7.27-7.34 m (2H, C¢H4CHs3), 7.66-
7.75 m (3H, NH and CgH4CHa). *C NMR spectrum, 3¢, ppm: 15.8 and 16.5,
20.8, 48.7 and 48.8 , 64.7 and 64.8, 74.6 and 75.0, 116.3, 116.4, 116.4 and
116.5, 120.4, 120.5, 120.5 and 120.5, 126.3 and 126.3, 128.8 and 128.9,
138.7 and 138.9, 141.5 and 141.6, 142.4 and 142.8, 142.8 and 143.0. Found,
%: C 61.53; H5.92; N 4.58. C;;H1sNO,S. Calculated, %: C 61.24; H5.74; N
4.20.

N-(Isochroman-1-ylmethyl)benzenesulfonamide (17).Yield 80%, mp
85-86°C (ethanol), Rf 0.47. IR spectrum, v, cm™: 3242 (NH), 1331, 1167
(SO,). *H NMR spectrum, 8, ppm: 2.69 ddd (1H, J=16.2, 5.1, 4.4, CH,), 2.82
ddd (1H, J=16.2, 7.8, 5.0, CH,), 3.06 ddd (1H, J=13.5, 8.5, 4.8, NCH,), 3.23
ddd (1H, J=13.5, 6.1, 3.2, NCH,), 3.66 ddd (1H, J=11.4, 7.8, 4.3, OCH,),
3.96 ddd (1H, J=11.4, 5.1, 5.1, OCH,), 4.70 dd (1H, J=8.5, 3.2, CH), 7.01-
7.13 m (4H, C¢Hy), 7.47-7.57 m (4H, NH and meta, para-CsHs), 7.81-7.86 m
(2H, orto-CgHs). *C NMR spectrum, 8¢, ppm: 28.1, 46.8, 61.1, 73.9, 124.5,
125.5, 126.0, 126.3, 128.2, 128.2, 131.2, 133.4, 134.5, 141.0. Found, %: C
63.61; H 5.88; N 4.93. C1cH17NO3S. Calculated, %: C 63.34; H 5.65; N 4.62.

N-(Isochroman-1-ylmethyl)-4-methylbenzenesulfonamide (18).Yield
82%, mp 96-97°C (benzene), Rs 0.52. IR spectrum, v, cm™: 3244(NH), 1329,
1165 (SO,). *H NMR spectrum, &, ppm: 2.42 s (3H, CH3), 2.70 ddd (1H,
J=16.2, 5.1, 4.4, CH,), 2.84 ddd (1H, J=16.2, 7.8, 5.0, CH,), 3.07 ddd (1H,
J=13.5, 8.5, 4.8, NCHy), 3.24 ddd (1H, J=13.5, 6.1, 3.2, NCH,), 3.66 ddd
(1H, J=11.4,7.8, 4.3, OCH,), 3.97 ddd (1H, J=11.4, 5.1, 5.1, OCH,), 4.71 dd
(1H, J=8.5, 3.2, CH), 7.02-7.13 m (4H, CgH,), 7.30-7.35 m (2H) and 7.70-
7.75 m (2H, CgH,S), 7.78 br.t (1H, J=5.8, NH). Found, %: C 64.58; H 5.98;
N 4.62. C17H19NO3S. Calculated, %: C 64.33; H 6.03; N 4.41
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N’-(2,3-Dihydrobenzo[b][1,4]dioxine-2-carbonyl)benzenesulfono-
hydrazide (21). Yield 76%, mp 210-212°C (ethanol), R¢ 0.36. IR spectrum,
v, cm™: 3320, 3067 (NH), 1682 (C=0), 1347, 1163 (SO,). 'H NMR
spectrum, o, ppm: 4.01 dd (1H, J=11.4, 6.1, CH,), 4.13 dd (1H, J=11.4, 2.8,
CH,), 4.61 dd (1H, J=6.1,2.8, CH), 6.76-6.84 m (3H) and 6.86-6.91 m (1H,
CeHy), 7.43-7.49 m (2H, meta - C¢Hs), 7.53-7.59 m (1H, para-CgHs), 7.74-
7.79 m (2H, orto-CgHs), 9.90 br.s (2H, NH). *C NMR spectrum, 8¢, ppm:
64.3, 71.3, 116.6, 117.0, 120.9, 121.0, 127.6, 128.1, 132.1, 138.7, 141.9,
142.6, 165.0. Found, %: C 54.12; H 4.51; N 8.60. C;5H14N,0sS. Calculated,
%: C 53.88; H 4.22; N 8.38.

N’-(2,3-Dihydrobenzo[b][1,4]dioxine-2-carbonyl)-4-methylbenzene-
sulfonohydrazide (22). Yield 73%, mp 188-190°C (ethanol), R 0.42. IR
spectrum, v, cm™: 3324, 3073 (NH), 1680 (C=0), 1341, 1160 (SO,). *H
NMR spectrum, o, ppm: 2.43 s (3H, CHs), 4.03 dd (1H, J=11.4, 6.1, CH,),
4.15 dd (1H, J=11.4, 2.8, CH,), 4.64 dd (1H, J=6.1, 2.8, CH), 6.78-6.90 m
(4H, CgHy), 7.43-7.49 m (2H) and 7.55-7.60 m (2H, C¢H,S), 9.91 br.s (2H,
NH). Found, %: C 55.38; H 4.83; N 8.37. C15H1sN,0sS. Calculated, %: C
55.16; H 4.63; N 8.04.

N-(3-Methyl-2,3-dihydrobenzo[b][1,4]dioxine-2-carbonyl)benzene-
sulfonohydrazide (23). Yield 75%, mp 208-209°C (ethanol), R¢ 0.38. IR
spectrum, v, cm™: 3317, 3052 (NH), 1679 (C=0), 1340, 1159 (SO,). *H
NMR spectrum, 3, ppm: 1.16 d (3H, CHs, J=6.3Hz), 4.02 dk(1H, CHCHgs, J=
6.8,6.3 Hz), 4.12 d (1H, CHCO, J= 6.8 Hz), 6.73-6.81 m(3H) and 6.82-6.89
m(1H, C¢Hy), 7.46-7.53 m (2H, m-C¢Hs), 7.56-7.62 m (1H, p-C¢Hs), 7.82 -
7.87 m (2H, 0-CgHs), 9.80 br.s (1H, NH), 10.48b.s (1H, NH). Found, %: C
55.29; H 4.79; N 8.30. CyH16N,OsS. Calculated, %: C 55.16; H 4.63; N
8.04.

6,7-Dimethoxy-1-methyl-2-(phenylsulfonyl)-1,2,3,4-tetrahydroiso-
quinoline (25). Yield 74%, mp 90-92°C (toluene), R¢ 0.41. IR spectrum, v,
cm™: 1600, 1490 (arom.), 1372, 1160 (SO,). *H NMR spectrum, 5, ppm:
1.40 d (3H, J=6.7, CHj3), 2.46-2.63 m (2H, CH,), 3.35 ddd (1H, J=13.7, 9.9,
6.0, NCHy), 3.70 s (3H, OCHpg), 3.75 s (3H, OCHj3), 3.82 ddd (1H,J=13.7,
5.5, 3.0, NCHy), 5.00 k (1H, J=6.7, CH), 6.42 s(1H,CsH,), 6.60 s (1H, C¢H,),
7.42-7.55 m (3H, meta, para-CgHs), 7.73-7.77 m (2H, orto-C¢Hs). Found, %:
C 62.47; H 6.39; N 4.29. Cy5H,;NO,S. Calculated, %: C 62.23; H 6.09; N
4.03.

6,7-Dimethoxy-1-methyl-2-tosyl-1,2,3,4-tetrahydroisoquinoline
(26).Yield 77%, mp 157-159°C (ethanol), R; 0.46. IR spectrum, v, cm™:
1610, 1500 (arom.), 1338, 1170 (SO,). *H NMR spectrum, &, ppm: 1.39 d
(3H, J=6.7, CH3CH), 2.39 s (3H, CH3), 2.46-2.64 m (2H, CH,), 3.32 ddd
(1H, J=13.7, 10.3, 5.5, NCH,), 3.71 s (3H, OCH3), 3.75 s (3H, OCHj3), 3.74 -
3.82 m (1H, NCH,), 4.96 k (1H, J=6.7, CH), 6.43 s (1H, C¢H,), 6.59 s (1H,
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CeHy), 7.22-7.27 m (2H, CgH,), 7.59-7.64 m (2H, C¢H,4). Found, %: C 63.38;
H 6.70; N 4.09. C19H,3NO,S. Calculated, %: C 63.13; H 6.41; N 3.88.

SHELUUULLUO UPPLULYPL-, 1,4-261L201POLUEL-2-ULUbL-,
PQNLLNU T L-1-UGR-PLUUTHULLELD B 6,7-4hU GR-0LUP-1-UGR-bL-
1,2,3,4-SESLUSP-LOPQNLPLALR LD SPUTEL 1LY UL
UFLHN LUUPYLELP URLREGQL NF SUUUATUSELPUL
SUSUNFR-3NFLLELE

U U 116u3uy, U. 0. 1 uMM-UL3uy, U. U. T4 ue3U, U £, UUrq-u3uy,
N UL USEOUL3UL, - 4. MULALPE3UL U - 6. UNFTE-3UL

S[illl.uqulll[ul& unLll?nillllli[Illilli[l[I lel[l‘gllLljl qmlL”LHI{m&‘g—qliiluulFuliIulqwil Lllqm[Il[nL'
Pyusts d6 bt proflyy plibigrpuney $nppappyp b wnglyppnpfp wppygflnbisepy-/uod k-
sl fpprfppify /SEF fyundfiiibpp, 1,4-pkigngfiopumi-2-db@y/hund Efdfy/-, fgnppndub-
1-dbfpyundpilibipp, fuswhu Gwl 6,7-gpfbfdopufi-1-dbfFfy-1,2,3,4-mbnpulfippnfrgnp friin-
l[lil[l 4[7”1, 11[1[1 l.l.l[‘1lZ:II1Lil‘£l‘1Llll llll’llllyl[bl liil illlllul.ﬂlu[llll‘/[lil unle?)nfluuf[u}illip.‘ ”LllnLljjlulll[lF‘

CUHTE3 U AHTUBAKTEPHUAJIbHBIE CBOMCTBA HOBBIX
CYJb®OHAMMUIOB HA OCHOBE 3AMEHIEHHBIX APUJIAJIKWJI-,
1,4- BEH30JUOKCAH-2-AJIKUJI-, ©3OXPOMAH-1-METHJIAMWHOB
" 6,7-AUMETOKCHU-1-METWJI-1,2,3,4-TETPAT'HAPOU3OXNHOJIMHA

A. A. ATEKSH, C. O. BAPTAHSH, A. C. ABAKSAH, A. b. CAPI'CSIH,
I'. M. CTEIIAHSH, P. B. TAPOHUKSIH u P. E. MYPAISAH

Hay4yHO-TeXHOIOrn4ecKHii IEHTP OpraHNMYecKoil n GapManeBTHIECKOH XUMUH
HAH Pecny6nuku Apmenus
Apwmenus, 0014, Epesan, np. AzatyTsH, 26
E-mail: aaghekyan@mail.ru

C uenbo BBISABICHHS ONPEACICHHBIX 3aKOHOMEPHOCTEH CBSI3H “CTPYKTYpa—OHOJI0-
THYeCKasi aKTUBHOCTD B sy 3aMELICHHBIX CYJIb(OHAMHUIOB HAMHU TPEIANPUHST CHHTE3
HOBBIX COCIHMHEHHI, COIEpKAllUX apHIAIKWIbHBIE U TeTepuibHble (parMeHTbl. s
3TOTO B3auMOAEHCTBUEM OEH30JICYNB(GOXIOPHIA U TOSWIXJIOPHIA C apUIIIHKIIOICHTHII
(wim  terparugpornupaHuwi)MeTmwiamMuHaamMu U (1,4-0eH30aM0KCaH-2-1IT)-Me THII(MITH
STHII)-, H30XPOMaH-1-MeTHIIaMUHAMH, a TakXke ¢ 6,7-mumerokcu-1-meTmn-1,2,3,4-tetpa-
THJPOU30XMHOJIMHOM CHHTE3UPOBAaHBI COOTBETCTBYIOIINE II€JIEBbIE BeliecTBa. M3ydeHsl
aHTHOAKTepHAIbHBIE CBOMCTBA MOJTYYEHHBIX COSJMHEHNH.
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