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ABSTRACT

Cancer is a growing public problem whose estimated worldwide new incidence is
about 6 million cases per year. It is the second major cause of death after
cardiovascular diseases and is characterized by unregulated proliferation of cells.
Therefore, such rapid spread of cancer has stimulated an unprecedented level of
medicinal chemistry research activity directed towards the search for new structure
leads that may be of use in designing novel antitumor drugs. In this view, much
interest has been focussed on diazepine derivatives linked to various heterocylic
rings through different linkages have attracted recently great attention as anti-
anxiety, anticancer, hypnotic, antidepressive, tranquilizing, anti-inflammatory,
anticonvulsant, antifeedant, antibacterial, and analgesic Motivated by these facts,
the candidate synthesize some structure hybrids comprising both the diazepine
nucleus or some derived fused-heterocyclic ring systems, and some biologically
active rings such as aryl, pyronyl,pyrrolyl, furyl or thienyl moieties, in one and the
same structure entity. This combination is suggested in an attempt to investigate the
influence of such hybridization on the anticipated anticancer activity, hoping to
discover a new structure lead that would have a remarkable biological significance.
The target compounds were rationalized so as to comprise the pharmacophores and
functionalities that are believed to be responsible for the biological significance of
some relevant anticancer agents. The substitution pattern of such derivatives was
selected so as to confer different electronic environment to the molecules that would
affect their pharmacokinetics. The assigned structures were based on microanalysis
and spectral data (IR, *H-NMR, *C-NMR and X-ray crystallography). Moreover,
The prepared diazepine derivatives were subjected to in vitro anticancer screening
against some human cancer cell lines The study reveled that some of the prepared
compounds has remarkable anticancer activity. All these efforts are attempted with
the hope to discover new lead structure that may be of use in designing novel

antitumor drugs.



