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biological importance 

 

Introduction: 

                   The advancement and change in the culture and lifestyle the new diseses are being existed 

among the human population which indicated that the sesrch for better drug is still necessary. Quinazoline 

derivatives are the subject of considerable interest from both academic and industrial perspective. 

                    Among the various classes of nitrogen containing heterocyclic compounds, quinazoline are 

important component of several, pharmacologically active compounds).Quinazoline 4(3H) one is a 

building block for various 2- styryl-4(3H) Quinazolione (Fig-1),which also gain great interest in the field 

of medicinal chemistry. It exhibits a wide spectrum of pharmaceutical activities such as antitumor, anti-

HIV, antimicrobial, antibacterial and antifungal, anti-inflammatory, anticonvulsant, sedative-hypnotic. In 

light of the growing number of application in recent years there has been an enormous increases in the 

interest among biologists and chemists in the synthesis and bioactivity of 2-styryl quinazoline derivatives. 

                    The present work is aimed to synthesize thiol/amine derivative of 2- styryl quinazoline.in 

hope of getting synergistic response due to the presence of both quinazoline and newly introduced thiol/ 

amine group for evaluating their biological activities. 

 

Objectives: 

 

a)  To synthesize various thiol and amine derivatives of 2-styryl quinazoline compounds,by means of 

addition reaction. 

b) Newly synthesize compounds are evalulated for their biological activities. 

 

Result and discussion: 

 

                   2-styryl quinazoline and 4 chloro and 4-amine derivatives were selected as starting 

compounds. The present work involve two main addition reactions, first thio-ene i.e addition of sulfur 

across carbon double bond carbon of styryl group and second was hydroamination reaction addition of 

amine across carbon double bond carbon of styryl group. 

                  The whole work involves convenient, efficient, catalyst free and use of low cost catalyst 

pathway.The  starting compounds were synthesized from isatoic anhydride ( in planning anthranilic acid 

was mentioned ,but it’s a banned compound) .The selected method was more convenient and efficient as 



it was- one pot synthesis, required less time, solvent & catalyst free procedure.It is then converted into its 

chloro derivatives by chlorination  reaction and further converted into various amine derivatives through 

amination reaction. 

                 Various thiol derivatives of Quinazolione were synthesized. There were different methods 

reported in literature which are either base or Lewis acid catalyzed , U.V light catalyzed free radical 

reactions. Initially the reaction was allowed to proceed through free radical pathway, but this pathway 

was reported to gave highly impure and low yield product. So however, a convenient, catalyst free, 

aqueous medium addition pathway was followed. In this method all 2 – styryl quinazolione compounds 

was treated with thiophenol with vigorous stirring at room temperature, the progress of reaction was 

monitored by TLC ,time required to complete all reaction was reported 60-120 mins and yield was 

reported 60-74%. The characterization of compounds was done by M.P, TLC, IR & NMR (Scheme 1) 
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Scheme -3 Synthesis of Thiol derivatives of 4- Chloro 2 –Styryl Quinazolione. 

 

 

                                                                                                                        

        The second main reaction was the hydroamination reaction. Scheme-2 represents the 

Hydroamination reaction. This reaction was carried out in presence of metal catalyst. CuCl(I) was 

selected as catalyst for the present work as it is readily available, low cost, gives good yield (60-70%) and 

required less time(on conventional heating). 2- styryl-4(3H) Quinazolione (5) and its 4-chloro (6) & 4-

amine (7,8) derivatives was heated at 1200C 10mol% CuCl in DMF. The reaction completion was 

checked by TLC. The time required to complete the reaction was reported 10-11 hrs & yield was 70-62%. 

The characterization of compounds was done by M.P, I.R and NMR. 
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Scheme: 2 Hydroamination reactions of Quinazoline derivatives 

Conclusion 

In conclusion, the present work reports synthesis of novel Quinazoline heterocyclic compound by 

successful introduction of amine/thiol nucleophile on carbon- carbon double bond of 2- styryl-4(3H) 

Quinazolione and its 4- substituted derivatives , through addition reaction thio-ene& Hydroamination 

reaction,through convenient, efficient, catalyst free and use of low cost catalyst pathway.  .The newly 

synthesized compound was evaluated for antibacterial activity. Among all tested compounds,8c,8d thiol 

compounds & 12b, 13a, 13b amine  compounds shows better biological activities. 

 

 

 


