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Synthesis and Pharmacological Screenings of Some
N!-Substitued Phenyl-Ns-(2’-substituted indole-3"-methine)
Thioureast

A.R. SAUNDANE* , G. PRAYAGRAJ, S.H. RANGANATH and K. RUDRESH
Department of Chemistry, Gulbarga University, Gulbarga-585 106, India

Various N'-substituted phenyl-N>-(2’-substituted indole-3'-
methine) thioureas were synthesised from respective 2-substituted
indole-3-carboxaldehyde and 4-substituted phenylthioureas. The
compounds were screened for thier various pharmacological proper-
ties, viz., analgesic, anti-inflammatory, oxytocic and anthelmentic
activities.

INTRODUCTION

Indole and its derivatives have occupied a unique place in the chemistry of
nitrogen heterocyclic compounds because of their wide spectrum of biological
activities. In continuation of our research!™ for pharmacologically potent indole
derivatives, we report here the synthesis of some new N'-substituted phenyl-N>-
(2’-substituted indole-3’-methine) thioureas and their pharmacological activities.

2-Substituted indole-3-carboxaldehydes (Ia,b) obtained by the Vilsmier-
Haack formylation reaction conditions in POCl; and DMF, were reacted with
4-substituted phenyl-N>-(2"-substituted indole-3-methine) thioureas (III a—f).
The formation of these compounds was confirmed by their IR spectral data. In
the spectra, these compounds displayed absorption bands 3450-3400 cm™ due
to V(NH), 1620 cm™'due to v(C==N) and 1300 cm™! due to v(C=S) functional
groups, respectively.

EXPERIMENTAL

Melting points were determined in open capillaries and are uncorrected. The
IR spectra were recorded in nujol on a Hitachi 270-50 IR spectrophotometer.

Preparation of Nl-Substituted Phenyl-N3-(2’-substituted indole-3’-methine)
thioureas (II1a-f)

A mixture of 2-substituted indole-3-carb0xaldehyde5 (Ia, b) (0.001 mole) and
substituted aryl thioureas (IIa—c) (0.001 mole) was refluxed in anhydrous ethanol
on water bath for 3 h. The reaction mixture was cooled and decomposed in ice

tPresented at the 16th Indian Council of Chemists Conference, at Mangalore University, 29-31
December, 1997.



Synthesis and Pharmacological Screenings of Some Thioureas 857

Vol. 10, No. 4 (1998)

(98°01) (ARY) (T6'L9) sTe1skIo
6L°01 Iy 98'L9 IDSENTHED SSIMMO[0d 0L '09 TI-111 D ud Jm
(€r11) (81°6) (98'%L) spesAIo
8ET1 yIS 6L YL SEN®'HED SSOUMO[0d  Ob'16 $91-€91 ¢HO ud M1
(96'01) (86'1) (€L1L) STeIsA1o
0601 €6V 89 1L OSENS'HED ka3 0£z8 €61-161 fHD0 ud PIII
(oven) (06°€) (3€'19) S[eIsA10
1€l £8°¢€ Y19 DSINC'H?'D  oBumioiySy  or0p ¥S1-TS1 D H oI
ey Lrs) (59°69) STeIsA1d
€y s 79'69 SENS'HLD o8uel0  OpyS €LI-TLI ¢HO H qII
(S9°€1) (68°%) (90'99) s[eIsA1o
6S°€l S8y 1099 OSEN*'HLD 18 0919 002-861 fHDO0 H eIl
N H o) A d
BULIO} ‘[0 amieN (%) PPRIA (D) "dw "oN "dwo)
("318D) punoy ‘g, sIsk[eue [eIuawalg sjuamnsqng

AESISHHLINAS SANNOJIWOD HHL 40 VIVd TYJISAHd

1-9471dVL



Asian J. Chem.

858 Saundane et al.

end surzerndid—ANAnRde dNUAWRYIUY

ur201AXQ—ANANIE 219014X0

suozeinq [Ausyg—ANanoe KIojeWUR[JUIUY

uidreuy—Ayanoe Jisageuy

:10] prepuelS§

S0>dH ‘100>d+ ‘1000 >dx
— — — (9009 LSO Loy sLe (o0 ove [0nuo)
00'99 00'8% 00001 (s00® €0 (9009 6§ (100F) 98  (prpumls
0S¥+ 00°€€ £0°101 (200® +iLvo OT0F) €79 (€00¥F) S9°v b1 (1
00'S9% 00'S0¥ 08°88 (€109 14690 (T00F) 0¥ (9S0F) %599 a1
— — ;16 (P00F) +4650 (0T0F) €19 (HO'0F) LS8 PIII
00°€T1 £€°66 85°TCl ro0® is€0 (Zeo®d oTs (o0 8¢ oI
00°S1C 00°S61 L6 (v00F) 45650 (800F) #SL'S (600F) O¥'S qI
0525 05°¢81 LS8 (9009 -4LLO (E00F) 599 (€009 SIS eIl
uu Oz urur 09
a d % Ul prepuejs suinjoa med pury I3)Je (09S) SWIT) UOMORY  I9)Je (293S) SN UOIIOBIY
pim Suope Jo uoniqmyur 9, ‘AAnde "ON pdwio)

(@ wreap pue (J) sisAjered
10 uayel (urw) aumm ‘AANde SNUIWPYIUY

K31AnoE 2101KX0

KIojeurureJuinuy

Knanoe o1sageuy

SANNOdINOD AFSISHHINAS 40 SHILIALLDV TVIIDOTOOVINIVHI

¢H14avL



Vol. 10, No. 4 (1998) Synthesis and Pharmacological Screenings of Some Thioureas 859

cold water. The solid thus separated was filtered, washed with water and
crystallized from benzene to get (Illa—f) (Table -1).

Pharmacological Activities

Analgesic activity:  Tail-flick method® was adopted for the evaluation of anal-
gesic activity. The compounds were tested at a dose of 30 mg/kg body weight of
Albino rats, using analgin as standard. Compounds (IIla—f) exhibited promising
activity as compared to that of standard analgin, during 60 and 120 min (Table-2).
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Antiinflammatory activity: Antiinflammatory activity of compounds
(IIla—f) was evaluated according to the reported method® using formalin induced
paw odema test in rats. The compounds were tested at a dose of 30 mg/kg body
weight of rat using phenyl butazone as standard. The compound IIlc exhibited
promising antiinflammatory activity, compound IIIf showed moderate activity,
whereas other compounds were found to be inactive (Table-2).

Oxytocic activity: Compounds IIla-f were tested for their in vitro oxytocic
activity on an isolated Albino rat uterus according to literature method’. Oxytocin
was used as standard and the compounds were tested at concentration of 10
pug/mL. The compound Illc exhibited good oxytocic activity, whereas compounds
II1a, I1Ib, ITId and IIle inhibited the oxytocic activity when tested along with
oxytocin and compound IIIf was inactive (Table-2).

Anthelmentic Activity: Anthelmentic activity of compounds (IIla-f) was
carried out against Pherituma postuma by following the reported procedure®,
using piperazine citrate suspension (2 mg/mL) as standard. Only the compound
IIIf exihibited strong anthelmentic activity, where as all other compounds either
moderately active or inactive (Table-2).
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