
IN TRO DUC TION
The syn tetic de riva tives of tri azepine form are vari ous

and im por tant group of medi cines.In the search for new de -
riva tives with po ten tial phar ma col ogi cal ac tiv ity re ceived of 
new imi dazo[1,2-a][1,3,5]tri azepine was ob tained. Some
de riva tives of imi da zo tri azepine show ac tiv ity as mus cule
re lax ants [1], have an ti fun gal [8]anti- diabetic [3,9,10], an ti -
mi cro bial [2,4], an tivi ral [7,12], anti can cer [7] prop er ties.This
het ero cyc lic sys tem was ob tained in two- step re ac tion. It seemed 
worth while to syn te size new imi dazo[1,2-a][1,3,5]tri -
azepine de riva tives and to es ti mate their phar ma col ogi cal
ac tiv ity.

RE SULTS AND DIS CUS SION
New 9- aryl- 3- ethoxycarbonylmethyl-2,4,5(9H)-trioxo -

-7,8- dihydroimidazo[1,2-a][1,3,5] tri azepines were re ceived 
as a re sult of con den sa tion of 1-(1- arylimidazoline- 2-
 ylidene)-3 -ethylcarbonylureas [ 6,11] with di ethyl ox alic
acid es ter.The re ac tion was con ducted in the boil ing tem -
pera ture of the sol vent.The re ac tion se quence lead ing to the
for ma tion of I-V is out lined in the Scheme

Melt ing points were de ter mined on a Bo etius ap pa ra tus
and given un cor rected.The 1HNMR spec tra were re corded
on AVANCE  300 MHz spec trome ters stiffy Brucer in
DMSO-d6 with TMS as in ter nal stan dard.The mass spec tra
were re corded us ing micr OT-Q II stiffy Brucer mass spec -

trome ters. Ele men tal analy ses were per formed on a Perkin-
 Elmer ana lyzer .All the com pounds were re crys tal lized from 
2- propanol. Chemi cals were pur chased from Merck Co or
Fluca Lab. And with out pu ri fi ca tion.Pu rity was checked by
TLC on Merck Co.TLC Was per formed on com mer cial
Merc SiO2 Plates with chloroform- methanol (10:2) sol vent
sys tem visu ali za tion with UV.

Syn the sis of new de riva tives 
of  9- aryl- 3- ethoxycarbonylmethyl-2,4,5(9H)-trioxo -

7,8- dihydroimidazo[1,2-a][1,3,5]tri azepine
MAR ZENA RZĄDKOWSKA*, ELŻBI ETA SZA COŃ, DARI USZ MA TO SIUK

Chair and De part ment of  Syn the sis and  Chemi cal Tech nol ogy of  Phar ma ceu ti cal Sub stances  with Com puter Mod el ing Unit., Fac ulty
of Phar macy with Di vi sion of Medi cal Ana lyt ics, Medi cal Uni ver sity of Lublin, Po land

AB STRACT
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Fig. 1. Ex peri men tal De sign



The physi cal data of new com pounds are shown in Ta ble 1.

Ta ble1. The physi cal data of new com pounds

Comp. R
Formula
(mol.
wt.)

M.p.
(oC)
Yield
(%)

Analysies (calctd/found)

% C % H % Cl % N % S

I
H C16H16N4O5

344,34
251-53

36
55.81
55.23

4.68
4.80

16.27
16.60

II 2-CH3
C17H18N4O52

358,37
243-43

40
56.98
56.59

5.06
5.36

21.68
21.82

III 4-OCH3
C17H18N4O62

374,37
254-56

42
54.54
54.64

4.85
4.27

14.97
14.26

IV 3-Cl
C16H15N4O5Cl

378,79
283-85

32

50.73
50.80

3.99
3.17

9.36
9.38

14.79
14.00

V 4-Cl
C16H15N4O5Cl

378,79
218-20

40
50.73
50.52

3.99
3.37

9.36
9.12

14.79
14.80

1H NMR (DMSO-d6); (ppm) for:
Comp. I: 6.65-6.90 (m.5H.CHarom); 4.60-4.72 (m.5H.COOC2H5); 4.23
(t.2H.N-CH2); 3.52-3.8 (m.4H.2CH2)
Comp. III: 7.50-7.85 (m.4H.CHarom); 4.62-4.76 (m.5H.COOC2H5); 4.17
(t.2H.N-CH2); 3.33-3.60 (m .4H.2CH2); 2.50-2.62 (s.3H.OCH3)
Comp. IV: 7.10-7.30 (m.4H.CHarom); 4.50-4.70 (m.5H.COOC2H5); 4.19
(t.2H.N-CH2); 3.68-3.9 (m.4H.2CH2)
Comp. V: 7.11-7.16 (m.4H.CHarom); 4.58-4.70 (m.5H.COOC2H5)); 4.33
(t.2H.N-CH2); 3.52-3.8 (m.4H.2CH2) 

EX PERI MEN TAL 
Syn the sis of  9- aryl- 3- ethoksycarbonylmethyl-2,4,5(9H)-

trioxo -7,8- dihydroimidazo[1,2-a] [1,3,5] tri azepines
The di ethyl ox alic acid es ter (0.01 mole) was added to

1-(1- arylimidazolidine- 2- ylidene)-3 eth yl car bon y lureas (0.01
mole) dis solved in 50 cm3 of DMF. The mix ture was heated
un der re flux for 10- 12h.The sol vend was evaported.The pre -
cipi tate was fil tered off and re crys tal lized.

The pa per was de vel oped us ing the equip ment pur chased
within the Pro ject “The equip ment of in no va tive labo ra to -
ries do ing re search on new medi cines used in the ther apy of
civi li za tion and neo plas tic dis eases” within the Op era tional
Pro gram De vel op ment of East ern Po land 2007-2013, Pri or ity
Axis I Mod ern Econ omy, Op era tions I.3 In no va tion Pro mo tion.
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