.00.03 « »

2023

HALIMOHA/IbHASA AKALEMUA HAYK PECTIYBIVIKN APMEHUSA
HAYY1tO0-TEXHONOTMMYECKUW LEEHTP
OPrAHNYECKOU N PAPMALIEBTUYECKOU XMW

AMNBA3SAH AHWN CEPEXAEBHA

CWHTE3 1 CBOMNCTBA bE1T30|/|XMHA30/VHOB,
CMHPOKOHAEHCWNPOBAHHbIX C LUMKJAOTEMNTAHOM B 5-OM
MONOXEHWN

ABTOPE®EPAT

auccepTaumy Ha CoMcKaHme YYeHOR cTeneHu
KaHAmaaTa XMMMUYECKMX HayK Mo creuyianbHOCTM
02.00.03 - "OpraHudyeckast xumms'"

FPEBIN - 2023



2023 . 23-
- 010

(0014, . , . 26):

2023 . 13-

Tema auccepTaumu yTBepxaeHa B Hay4YHO-TEXHOMOMMYECKOM LEHTPE OpraHuMyeckoi u
thapmavieBTUyeckon xumun HAH PA

HayuHblit pykoBoaUTe b:

[LOKTOp XUM. Hayk, npodeccop AwoT MiwxaHosuy MapkocsiH
OdmupmanbHble ONMNOHEHTbI:

[LOKTOp XMM. Hayk, npodeccop AnekcaHgp lMainakosuy EHrosH

KaH/l. XMM. HayK [Jasup ApwasupoBuy MKpTUSH
Bepyuwia:! opraHusaums: EpeBaHckuin FocyapCTBEHHbIN YHUBEPCUTET

3awmrta aucceptauum coctoutcs 23-ro HioHa 2023 1. B 15X yacoB Ha 3acefaHun
cneypanmsmpoBaHHoro coeeta BAK 010 no xumuu, peicteytowero B HayuHo-
TEXHO/IOTMYECKOM LEHTPE OpraHnyeckol 1 ghapmaveBTudeckon xummmn MAH PA (0014, r.
EpesaH, np. AsatyTsH 26).

C anccepTaumein MOXXHO 03HakoMMTLCS B 6rnbnmoteke HTL, O®X HAH PA.

AsTopedpepar pasociaH 13-oro mast 2023 T. -

YueHblii cekpeTapb Crneuman3vpoBaHHOMO COBETA, [.X.H. A H. T. O6ocsH



2- ,
[ -

; [ ;

o 5-
200
2-3 , N

-1 /- [ -1,2'- 13- -

) ,

002



1

7]

2

]'214(

3-

1,61-1)-

-1,2

(7]

]

]

)

)

-5,1'"-

1/-1-



¢ | International Scientific Conference "Current state of pharmacy and
prospects of its development”, Yerevan, 2018,

¢ VI HayyHas KoHdhepeHLmss APMSIHCKOrO XMmMuyeckoro obuiectsa (AXO-6) (c
MexayHapoAHbIM yuyactmem), EpesaH, 2019,

e OHnaviH KoHbepeHumsa "TeopeTuyeckne U nNpakTuyeckme acnektbl CUHTe3a
N OOK/IMHUYECKMX UCMbITaHWA HOBbIX hapmakonornyeckrx seltects", JlyraHck, 2021.

148 : -

) ' (110 )
14 5 :
1 4'- -1 /- [ -1,2'- 1-3"- -
2- -2- @
@ ; 2-(1-
[ )-2 ©)
4'- -1 -
-1,2- ]-3- (- ) (4):
4 , =
, 1600, 1632 3305 1 :
1710-1750 1 : , 3469 1
- | C ) ’
14 1-



-2,4-

[ 7]
/1

17
18

6-16. = 1, ), 7,
4 1564 1?2615 2

- 419,

6-16 3-



19
20 22
22
4
18-20
24
7?46 6 14,
23
3- 2 [
(25):
) 26
( )2- - - [ [
(28): 25
29

23

[]

27

23

-5,1-

5,1

3-(
1-4(6/-1)-



28

5 30 3-
2,4- 1] :

31-33

¥= 615 /



30

34
- 37
4
A4 10 448
39
44 45
38

46

30
. 35

614

40-42

47 48

35

43

49-51

36

38



-2 /- (53)

, 18-20

]

' 1= 1, 464,
54-59 2- /2]
60-121 2-

)-4(6/-1)-

10

52

-3/-/-

2,2-

54-59

[?] -5,1-



=), ,  0401=( 1,
4, @= 1,
1 155, & !, 4
123
/
124/
54 [1?]

, 3
6 (

54

122

) , 2,2-
, -C3H7, CH CH=CH > -
,4- 16 (11,4043 614 1 1(:001
[~
1,2-
122
122 ,
©1,3-
1238 123
54
2,3-

AgQ,

125



[
127

3- -2-
1-4(6")-
-2-((
1-4(61-1)-
-5,1"-
=1, 3

3-

-2,3- - - [ [ 5,1

(57)
)y )3 [ 7 -5,1 -
-2-((3- ) )-3l-- [ /] -
1 4(6/-1) , 126,
(/7]
[]
/
2- []

128-139 , 2-



=1 1- 1= 1, - 2.2 4.

54-59
140-145 ,
: ”
146-148
54-59 140-145 146-148
1341 , 1 1= 1, L1115 2,2
4-
54 I/ 5,1
, , 2-[(2- ) 1-3/7- [
/7] 5,1 146/ - (149)  2-(2- )
1-37- [ ] 5,1 -4(6/7)-  (150):
2-



, 154,155 156-159
R=C H5, 1- 1= , 1> 615 2,2- -4-
Ar=4 CH30C6H", 4164 3 14(1 <1, 4 13 1 61, 3454
)3 61
141-145 -
168-171 [ [/?11,2,4] [4,3 ] | 6,1- -
1, 172-176
177-189 -
I
v € -
7L N
/N <
e \ , / ( 10
168-171 141-145 172-176 177-189
R=C Hb5, 1= , , 2,2 4-
, R=CH3,C2H5, A )
3- 140 -
190 191 -

151-1583, 160-162, 163-167

14



;191

, 192-195 9-
196-207 9,11- [17]
196-207 192-195
R, R'=CH3, C2H5, CH2CH=CH2, CsH5CH2
'H, -'3C
2.
« » . -
(Staphylococcus aureus 209p,1) -
( . Flexnezi 6858, E.coli 0-55):
18,142,145,149,150,162,170,191,193 ,
18-29
( ) 180- -
4,9,15,16,76,103,104,107 , 150-200
/ 43-66 %-
180
59,96,104,114,115, 116, 120,126,149,150,174,184,192,195 ,
150-200 40-48 %-



1 4.1 n-fH-u nf[g nhb w 12-w w ]3-

(- ) ,
2. -
3. 5-
4.
, 3- -
, 3- 2- 7] -
, 2- -
5 2- /7]
- [ ] , -
2- -SChh-
[] :
6 .2 ] ]
2- -
p [
7. -
30

1 Markosyan A.l., Hakopyan Kh.S., Ayvazyan A.S., Mamyan S.S., Ayvazyan A.G.,

Tamazyan R.A, Arsenyan F.H., Avakimyan J.A. Sinthesis and antitumor properties of

3-(2,2-dimethyltetrahydro-2A7-pyran-4-yl)spiro[benzo[h]quinazoline-5,1 -

cycloheptane]-4(6/7)-ones. Chem. J. Armenia, 2018, v. 71, Ne 4, p. 596-608.

2. Markosyan A.l., Ayvazyan A.S., Gabrielyan S.H., Mamyan S.S. Synthesis and some

properties of 3-ethyl-2-thioxo-2,3-dihydro-1W spiro[benzo[/7]quinazoline-5,r-

cycloheptane]-4(6/7)-one. Chem J. Armenia, 2019, v. 72, Ns4, p. 469-482.

3. Markosyan A.l.,, Ayvazyan A.S., Gabrielyan S.H., Makaryan G.M., Mamyan S.S.

Synthesis and transformations of 3-allyl-2-thioxo-2,3-dihydro-I/7
16



spiro[benzol/7]quinazoline-5,1'-cycloheptane]-4(6/-/)-one. Electronic J. Nat. Sci. NAS
RA, 2020, v. 34, Nel,p. 22-27.

4. MapkocsH A.W., AliBassH A.C., MabpuensH C.A., MamsiH C.C., ApceHsiH ®.I.,
MypagsH P.E., ABakumaH [k.A. CuHTe3 un 6uosiormyeckasi akTMBHOCTb 3-
3ameLléHHbIX  LL-cnmpo[6eH3o[/7]xnHazonuH-5,M-ymknorentan]-2,4(3//,6/-/)-gnoHos.
Xum.-cpapm. X., 2020, T. 54, Ne 5, c. 21-25. doi 10.1007/s11094-020-02221-y.

5. A. S. Ayvazyan. Synthesis of new derivatives of 3 allyl-spiro[benzo[h]quinazoline-
5,1'-cycloheptane]. Xum. x. ApmeHun, 2021, 1. 73, Ne 4, c. 367-380.

6. MapkocsH A.N., AneazsH A.C., labpvensH C.A.,, MamssH C.C. CuHTe3 u
HEKOTOpble NpPeBpaLLEHUss 3-aMWHO CNMPO[6eH30[/)]XxMHa30nH-5, M -UuKnorenTaHoB].
XKOpX, 2021, 1. 57, Ne 3, c. 410-419. doi 10.31857/S0514749221030095.

7. Ayvazyan A.S. Synthesis and transformations of 3-amino-3/+spiro[benzol/j]quina-
zoline-5,1'-cycloheptane]-4(6/f)-one. Electronic J. NAS RA, 2021, v. 36, Ne 1, 26-30.
8. MapkocsaH A.W., AliBassiH A.C., labpuensaH C.A., MawvsaH C.C., ApceHsH ®.I.,
CathapsH A.C., ApakensH A.l. CuHTe3, MPOTUBOONYXOMEBblE U aHTUbGaKTepuasibHble
CBOMCTBA  MPOM3BOAHbIX  3-6eH3uncnMpo[6eH30[/T[xMHa30nmnKH-5,M-uyuknorenTtaH]-
4(6/-/)-oHa. Xum.-chapm. X., 2021, T. 55, Ne2, c. 24-28. doi 10.30906/0023-1134-
2021-55-2-24-28.

9. MapkocsiH A.W., AneassaH A.C., TabprensH C.A., MawvsaH C.C., ABakumsiH [Ix.A..
MapTupocsaH J1.A. CuHTe3, HekoTopble npeBpalieHms 3-heHaTuN-2-Tmokco-2,3-
ovrngpo-1 H cnupo[6eH3o[/?]xnHa3onnu5,Mumnknorentad]4(6H)-oHa n
610M0rMyeckne CBOMCTBA CUHTE3MPOBAHHBLIX COEAUHEHWA. XuMm. chapMm. X., 2022, T.
56, Ne 10, c. 17-22. doi 10.30906/0023-1134-2022-56-10-17-22.

10. MapkocsiH A.WN., AiiBassH A.C., labpvensH C.A.,, MamsH C.C. HekoTtopble
npespauleHnsa 3-(2,2-gumeTnareTparngpo-2/-/-nupaH-4-un 2-tnokco-2,3-aurngpo-Lu-
cnmpo[6eH30[/?]xmHa3onunH-5,-umknorentan]-4(6/-/)-oHa. XXOpX, 2022, 1. 58, Ne 2, c.
158-167. doi 10.1134/S1070428022020075.

11 MapkocsiH A.W., AiiBasaH A.C., labpuensH C.A., MamsiH C.C., ApceHsH ®.[.,
CadpapsiH A.C., ApakensH A.l. CuHTe3, aHTMbakKTepvasibHas M NpPOTMBOOMyXosieBast
aKTMBHOCTb 2 cynbaHnn3amewénnbix 3// cnmpo[6eH3o[/>]xnHasonuH 5,1 -uuknoren-
TaH]-4(6A/)-oHoB. XuMm.-thapm. x., 2022, T. 56, Ne 9, c. 28-32. doi 10.30906/0023-
1134-2022-56-9-28-32.

17



AHUN CEPEXAEBHA ANBA3SH

CWHTE3 1 CBOWNCTBA BEH3O[1]XMHA3O/IMHOB,
CMNMNPOKOHAEHCNPOBAHHbBLIX C LUMKNOTEMNTAHOM B 5-OM MOJIOXXEHNN

PE3IOME

PaspabotaH meTof cuHTe3a 3tun 4'-amuHo-IH-cnnpoluuknorentaH-1,2" Had-
TanmH]-3' kapbokcunarta (p ammHoadmp). BeisicHeHo, 4To B UK - cnekTpe nocnegHero
OTCYTCTBYET XapakTepHoe /11 ahMpHOM rpynnbl MOrnoweHne B obnactm 1710-1750
CM 1 NpWYMHOW Yero, No AaHHbIM PEHTreH-CTPYKTYPHOrO aHanmsa SBSeTcs Hamuve
B KPUCTA/IINYECKOW peELUEeTKE Kak MEeXMONEKYNSAPHON, Tak W BHYTPUMOIEKYNSPHON
BOZOPOAHBIX CBA3ENA.

C uefblo CMHTEe3a CMUPOKOHAEHCUPOBAHHBLIX B 5-0M MOMOXEHWU C UMKMoren-
TaHOM 6€eH30[//)XMHa30/1MH-2,4-AN0HOB, P aMUHO3hMP BBEAEH BO B3aUMOZEWNCTBME C
heHunxnopopmMmaTom, Y4TO NPUBENO K NOJYYEHUIO COOTBETCTBYHOLErO kapbamarta.
B3anmopgeictauem nocnegHero ¢ nepBUYHbIMA ammHamm noslyyeHbl
6€eH30[/1]XMHa30/1H-2,4-AN0HbI. AnbTepHaTUBHbIN cnocob CUHTE3a
OMOKCO[/ ]XMHA30/IMHOB ~ OCHOBaH Ha  B3aumogenctBum  [5-ammHO3mpa U
130UMaHaToB, C NOCNeayrLWwen umkmmsaumein nonyYeHHbIX MOYEBUH.

M3yyeHo B3avMofeicTBMe ammHo3mpa C XIopaHrngpuaamv KapboHOBbIX
KMCNOT. BbISICHEHO, YTO C M36LITKOM aueTuixsopuia OHO NPUBOAMT K 06pa30oBaHuio
OVaunnnpon3BoAHOro, a npu KoHAeHcaumMm € X0paHrMapuaamu n-x/1op6eH3oHon 1
DEHWTYKCYCHOM KUCMOT MOJy4atoTCs MOHOALMINPOU3BOAHbIE. Peakuns aMmmHoadmpa
C rugpasvHrnapatoM npvieena K MOSyYeHuo WHAA30Ma, KOHAEHCUPOBAHHOIO C
anrnapoHadTasIMHOM.

OkcasvMHOBOE COefVHEHMe, MNoyyYeHHoe M3 ammHo3admpa 1 6eHsounxnopuaa,
B3aMMOAENCTBYA C ruapasumHrugpaToMm, obpasyer 3-aMUHO-2-heHWUNCnMpo[6eH-
30[/T]xMHa30nmKH-5,M-yuknorentaH. Peakumeli nocneaHero ¢ auetua- U 6eH30UIXIopu-
Jamun nonyyeHbl amuipl, a B pesysibtTare B3avMOAENCTBUA C 6eH3anbaerniom obpasy-
erca  3-(6eH3nnmugeHammnHo)-2-peHnn-6eH3o[/7]xmHa3onnH. B3avmMopgeicTenem c 6eH-
30MNN30TUOLMAHATOM  MOSlyYeHa  COOTBETCTBYHOLASA  TUOMOYEBMHA.  Peakuus
Kapbamarta c rmapasmHrngpaTom npueena K o6pa3oBaHuio 3-
aMUHOGEH30[/T]XMHa30/IMHa, Ha  OCHOBE KOTOpOoro CUHTE3MPOBaHbI 3-
amMuaonpou3BoHble M NPOU3BOAHLIE MOYEBWHbLI. ANbTEPHATMBHBLIA MeETOA CUHTE3a
3aMelleHHbIX MO4YeBMH Obl1 OCHOBaH Ha kapb6amare, MOMYYEHHOM KOHAeHcauuein
amuHocoeguHeHns 1 dpeHunxnopdgopmmata.  Bsammopeiictene  (3-amuHoadhmpa c
OpPTOMYpPaBbVHHLIM 3IMPOM, a 3aTeMm C ruapasvHrinapaToMm npueesno K 3-aMuHo-3/ /-
cnupo[6eH30[/T]xnHa3onun-5,-umknorentan]-4(6/7)oHy. M3 nocnegHero
OCYLLeCTB/IEH Nepexos, K ammgamM, umuaam, MOYeB/HaM U TMOMOYEBUHAM.

V3yyeHo B3ammopgeiicTBne ammnHoacmpa ¢ 6eH3ous-, annun-, 6eH3nn-, oeHsa-
TUAM3oTVoOUMaHaTaMn, a Takke C 4-u3oTmoumaHaro-2,2-guMeTunaTeTparnapo-2/7-
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nMpaHom. BbIICHEHO, 4TO peakuus npoTekaeT NPUM KOMHATHOW Temnepatype u
nonyvawwasacs B pesynbTate TUOMOYEBMHA LMKIM3YeTCA B 2-TMOKCOGeH30[/]
XWHa30/MH, He cofepxalunii 3amecTuTens B nofioxeHun 3. OCTasibHble TUOMOYEBUHbI
6e3 BblAeNeHns "3 peakuMoHHONn  cpeabl 6b11n LMKNN30BaHbI B
TUOKCOGEH30[/1]XMHAa30/IMHbI,  cofepxalie B 3-eM  MONOXEHUN  pas/inyHble
3amecTuTenn. BsammopeictBmeM nocnefHux ¢ rasioreHnaamy pas/imyHoro CTPOeHWs B
npucyTCTBUN OCHOBaHUsA CMHTE3MPOBaHbI 2 cynbthaHnnsameleHHble
6eH30[/TIXMHa30/1VHbI.

/13 He3ameLLeHHOro B 3 €M NOJIOXKEHUN 2 TUOKCOBEH30[/?]XMHa30/IMHa U 3KBU-
MOJIAAPHBIX KOIMYECTB AUranoreHWAoB B MNPUCYTCTBUM OCHOBAHWS CUHTE3VNPOBaHbI
TMa30/IMHOBbIE U TUA30/MAVHOBbLIE CoeAuHeHUs. B3aumopeictene metuneHvoguga v
[OBOMHOrO KOMM4yecTBa 2-TMOKCOGEH30[/?]XxMHa3onmMHa npueBeno K o6pas3oBaHMio 6umc-
CMUPOLNKINYECKOTO COEANHEHNS.

B pesynbrate peakumn 2-TMOKCOOEH3O[/)]XMHA30MHOB C 2 X/I0PMETWNOEH-
30[/?]XMHa30/IMHaMK CMNPOLMKANYECKOTO Y HECTIMPOLMK/IMYECKOTO CTPOEHMS Nonydye-
Hbl AM6EH30[/1]XMHa30/IMHOBbIE COEAVHEHNS, KOTOPbIE CBA3aHbI BO 2-OM NOMIOXEHUN -
SCH2 rpynnmpoBKoiA.

OT TMOKCOGEH30XMHA30IMHOB COBEPLUEH MEPeXo K COOTBETCTBYIOLMM ruapa-
3MHONPOM3BOAHbLIM, NPEBPALLEHMNSMU KOTOPbIX NOMyYeHbl COOTBETCTBYHOLIMNE ruapa-
30HbI, rMApasuabl 1 Tnocemvkapbasnipl. 3amelleHHble B 3-eM NOMOXEHNN rnapasu-
HONPOM3BOAHbIE B NPUCYTCTBMM OCHOBAHWA MOABEPralTCa AernapasvHonusy, obpa-
3ys 6EH30XMHA30/MHbI, He coAepXallye 3aMecTUTeNs BO 2-OM MOSIOXKEHUM.

V3yyeHo Takke B3aMMOAelncTBUE 2-rmapasvHUIBGEH30[/>]XMHa30NHOB C TpU-
3TUM0BbIM 3ChMPOM OPTOMYPaBLUHHOW KWUCNOTbI U CEpOyrIepoioM, B pesy/brare
KOTOPOro CUMHTE3MPOBaHbl COOTBETCTBYHOLLME TpUasonbl U MepkanToTpuasonbl. B3a-
MMOAENCTBMEM MNOCMEAHVX C aKUArasioreHngaMmnm pasfiMyHoro CTPOEHUS U 6eH3un-
X/I0PUAOM B MPUCYTCTBMM OCHOBAaHWSA MOJlyYeHbl COOTBETCTBYHOLWME CynbthaHun-
NPON3BOAHbIE.

VccnepoBaHbl NPOTMBOOMNYXOMEBbIE U aHTUGaKTepuasibHble CBOMCTBA CUHTE3N-
pPOBaHHbIX COeAMHeHWA. [pOTMBOOMYXONEBbIE CBOWCTBA W3y4YeHbl Ha OMbITHOM
Mogenm mblweld "Capkoma 180". TMonyyeHHble pesyrnbTaTbl OLEHUBA/IUCL CTEMNEHbHO
nofaseHnss pocTa Onyxosin Mo CPABHEHWIO C KOHTPO/IbHOW TPYNNOW XUBOTHbIX.

AHTMbGaKTepuasibHble CBOMCTBA M3yyasiM B YCNOBMSIX in vitro, meToaoM anddy-
3UM B arape Ha rpamnonoXuTeslbHbIX U rpamoTpuuaTenibHbIXx Mukpobax. Pesynbrathl
OMNbITOB OLEHVBaNNCL BENYMHOW AuameTpa 30Hbl OTCYTCTBMA pocTa MUKPOOOB.
BbIsiBNEHO, 4TO OGOJMIbLUMHCTBO W3YYEHHbIX COEAVHEHWUI A 06nagalT craboit  wm
YMEPEHHOI aHTUbGaKTepnasibHON aKTUBHOCTbIO.



ANl SERYOZHA AYVAZYAN

SYNTHESIS AND PROPERTIES OF BENZO[/iJQUINAZOLINES
SPIROCONDENSED WITH CYCLOHEPTANE IN THE 5-TH POSITION

SUMMARY

A method for the synthesis of ethyl 4,-amino-1'/-/-spiro[cycloheptane-1,2'-
naphthalene]-3'-carboxylate (P aminoester) has been developed. It was found that in
the IR spectrum of the latter there is no absorption characteristic of the ether group
in the region of 1710-1750 cm the reason for which, according to X-ray diffraction
analysis, is the presence of both intermolecular and intramolecular hydrogen bonds
in the crystal lattice.

In order to synthesize benzo[/7]quinazoline-2,4 diones spirofused in the 5th
position with cycloheptane, the aminoester was reacted with phenyl chloroformate,
which led to the production of the corresponding carbamate. The interaction of the
latter with primary amines yielded benzo[h]quinazoline-2,4-diones. An alternative
method for the synthesis of dioxo[h]quinazolines is based on the interaction of p
aminoester and isocyanates, followed by cyclization of the obtained ureas.

The interaction of the aminoester with carboxylic acid chlorides has been
studied. It was found that interaction with an excess of acetyl chloride leads to the
formation of a diacyl derivative, and condensation with p-brombenzoic and
phenylacetic acid chlorides gives monoacyl derivatives. Reaction of the amino ester
with hydrazine hydrate resulted in indazole condensed with dihydronaphthalene.

An oxazine compound obtained from an aminoester and benzoyl chloride
reacts with hydrazine hydrate to form 3-amino-2-phenylspiro[benzo[/7]quinazoline-
5,1'-cycloheptane. The reaction of the latter with acetyl and benzoyl chlorides gave
amides, and as a result of interaction with benzaldehyde, 3-(benzylideneamino)-2-
phenylbenzofhjquinazoline was formed. The corresponding thiourea was obtained by
interaction with benzoylisothiocyanate. The reaction of carbamate with hydrazine
hydrate led to the formation of 3 aminobenzo[h]quinazoline, from which 3-amido
derivatives and urea derivatives were synthesized. An alternative method for the
synthesis of substituted ureas was based on carbamate obtained by the condensation
of an amino compound and phenyl chloroformate. The interaction of p aminoether
with orthoformic ester and then with hydrazine hydrate led to 3-amino-3H-
spiro[benzo[/7]quinazoline-5,1'-cycloheptane]-4(6H)-one. From the latter, a transition
was made to amides, imides, ureas, and thioureas.

The interaction of the aminoester with benzoyl-, allyl-, benzyl,
phenethylisothiocyanates, and also with 4-isothiocyanato-2,2-dimethyltetrahydro-2H-
pyran was studied. It was found that the reaction proceeds at room temperature and
the resulting thiourea is cyclized to 2-thioxobenzol[/)]quinazoline, which does not
contain a substituent in the 3-position. | eat the position of various substituents.

20



Their interaction with alkyl halides of various structures in the presence of a base
yielded 2 sulfanyl-substituted benzojbjquinazolines.

Thiazoline and thiazolidine compounds were synthesized from 2-
thioxobenzo[h]quinazoline unsubstituted in the 3 rd position and equimolar amounts
of dihalides in the presence of a base. The interaction of methylene iodide and a
double amount of 2-thioxobenzo[h]quinazoline led to the synthesis of a fd/s spirocyclic
compound.

As a result of the reaction of 2-thioxobenzo[h]quinazolines with 2-
chloromethylbenzolh]quinazolines of spirocyclic and non-spirocyclic structures,
dibenzo[h]quinazoline compounds were obtained, which are interconnected in the
2nd position by the -SCH2- group.

From thioxobenzoquinazolines, a transition was made to the corresponding
hydrazino derivatives, by transformations of which the corresponding hydrazones,
hydrazides, and thiosemicarbazides were obtained. Hydrazino derivatives substituted
in the 3rd position in the presence of bases undergo dehydrazinolysis, forming
benzoquinazolines that do not contain a substituent in the 2nd position.

The interaction of 2-hydrazinyl benzo[hJquinazolines with orthoformic acid
triethyl ester and carbon disulfide was also studied, as a result of which the
corresponding triazoles and mercaptotriazoles were synthesized. The interaction of
the latter with alkyl halides of various structures and benzyl chloride in the presence
of a base gave the corresponding sulfanyl derivatives.

The antitumor and antibacterial properties of the synthesized compounds
were studied. Antitumor properties were studied on an experimental model of
sarcoma of 180 mice. The results obtained were evaluated by the degree of
suppression of tumor growth in comparison with the control group of animals.

Antibacterial properties were studied under in vitro conditions, by diffusion in
agar on gram-positive and gram-negative microbes. The results of the experiments
were evaluated by the diameter of the zone of absence of microbial growth. It was
found that most of the studied compounds have weak or moderate antibacterial
activity.



