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Abstract

Objective. There is significant interest among medicinal chemists in compounds containing the quinazoline fragment
due to their broad spectrum of biological activity and the need to develop new synthetic methods for these systems.
Special attention is given to alkenyl and alkynyl derivatives of quinazolines, which serve as convenient models for
studying electrophilic heterocyclization reactions. This study examines the effect of the electrophilic reagent’s nature
on the regiochemistry of electrophilic intramolecular heterocyclization of 3-allyl-2-allylthioquinazolin-4-one.
Methods. 1H and 13C NMR spectroscopy. Results. Experimental data indicate that the interaction of 3-allyl-2-
allylthioquinazolin-4-one with hybrid halogen (iodine bromide) and the tetrahalides of selenium and tellurium leads
to the regioselective formation of angular monohalides of 4-allyl-5-oxo0-1,2,4,5-tetrahydrothiazolo[3,2-
a]quinazolinium. It was noted that an excess of the electrophilic reagent does not affect the direction of halo- and
chalcogen-induced heterocyclization. The interaction of 4-allyl-1-(iodomethyl)-5-0x0-1,2,4,5-
tetrahydrothiazolo[3,2-a]Jquinazolin-10-ium bromide with potassium iodide and sodium perchlorate yielded the
corresponding thiazolo[3,2-a]quinazolinium salts, confirming the stability of the organic cation in ion exchange
reactions. Conclusions. This study investigated the regioselectivity of the electrophilic heteroannulation reaction of
3-allyl-2-allylthioquinazolin-4-one under the influence of halo- and chalcogen-containing electrophiles, resulting in
monohalide salts of tetrahydrothiazolo[3,2-a]quinazolin-10-ium containing an allyl fragment at the 4-position of the
thiazoloquinazoline.

Keywords:  3-allyl-2-allylthioquinazolin-4-one; thiazolo[3,2-a]quinazoline; electrophilic intramolecular cyclization;
regioselectivity; organohalogen compounds; organochalcogen compounds.
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AHoTalif
MerTa. Besiuka 3anikaByeHicTb paxiBLiB B 06/1aCcTi Me AMYHOI XiMil cmoJtyKkaMu, sIKi MiCTATb XiHa301iHOBUM ¢pparmMeHrT,
NMOB’sA3aHa 3 IX MUPOKUM CHEKTPOM G6ioJIoriyHoi aKTUBHOCTI Ta HeOGXiJHiCTIO pO3PO6GKU HOBUX METOJIiB CHHTE3y
Takux cucteM. 0co6UBY yBary NpUBEPTAlOTh aJKeHiJIbHI Ta a/jKiHi/bHI moxigHi XiHa30J1iHIB, fAKi € 3py4YHUMU
MoOJeJIsAMHU JJIs1 BUBYEHHsA peakiiil eleKkTpodisibHOI reTreponukiizanii. B ;aHoMy gociifKeHHi po3rJIsiHyTO BIUIMB
NpUpoAU eJeKTpodiibHOro peareHTa Ha perioximilo esieKTpodi/ibHOI BHYTPilIHbOMOJIEKY/ISIPHOI reTepOonUKIi3anii
3-anin-2-aninrtioxinasosnin-4-ony. Metoau. 1H, 13C AMP cnekTpockonis. Pe3yabTaTi. Ha 0CHOBI eKcnepuMeHTa/IbHUX
JAAHUX BCTAHOBJIEHO, 110 B3aEMOJAis 3-aij-2-anisrioxiHa3ostiH-4-0Hy 3 ri6pugHUM rajoreHom (6pomizom ioay) ta
TeTparaJjoreHijaMu cejieHy Ta TeJIypy IpUBOJMTh A0 perioce/;ileKTUBHOI0 yTBOPEHHS aHT'Y/IAPHUX MOHOTaJ/IOTeHiAiB
4-anin-5-okco-1,2,4,5-rerparigporiazono[3,2-a]xinazouainito. BigmiueHo, mo HagIMIIOK eJieKTpodilibHOrO
peareHTy He BIJIMBA€ HA HANPSIMOK raJioreHo- Ta XaJbKOTreHOiHAYKOBaHOI reTepouukisanii. Bsaemogiero 4-amin-1-
(#omomeTnn)-5-0kco-1,2,4,5-TeTparigporia3osno[3,2-alxina3onin-10-ii 6pomigy 3 kaaid HoauaoM Ta HaTpii
nepx/JI0paToM OJep>KaHo BiANoBigHi coi Tia30.10[3,2-a]xiHa30J1iHil0, 110 JOBOAUTH CTIHKICTh OPraHiYHOro KaTioHy
B peakxIisix ioHHoro o6MiHy. BucHoBkU. B pe3ysabTaTi Hamoi po60oTH JOCHiAXKEHO perioce/leKTMBHICTb peakmii
eJIEKTPOiJIbHOTr0 reTepoaHe/Il0BaHHA 3-aJjliji-2-anifTioxiHa301iH-4-0HY NiJ, Ai€10 raJIoreHo- Ta XaJibKOreHOBMiCHUX
e/1eKTpodiiB, B pe3ybTaTi YOro ojep:;kaHo MOHOraJIoreHifgHi cosii TeTparigpoTria3zoio[3,2-a]xinasosin-10-ir0, aki
MIiCTATB aJiJibHUH PpparMeHT B 0JI0KeHHi 4 Tia3oJ10XiHa30.1iHy.
Knaiouosi caoea: 3-anin-2-aninrioxiHaszosiH-4-0H; Tia3os10[3,2-a]xiHa3omiH; esnekTpodisbHa BHYTPIIIHBOMOJIEKYJ/ISIPHA
LMKJIi3allid; perioceJIeKTUBHICTb; raJIOreHOPraHiyHi COJYKH; XaJlbKOT€HOPraHidHi CIOJMyKHU.
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Bcryn
Benuka 3auikaBsieHicTh ¢axiBuiB B o06sacTi
MeAW4YHOI XxiMil cnosykamMy, dAki  MiCTATH

xiHa30J/1iHOBUN (parMeHT, Ta noTpebda B MOUIYKY

antitumor activity

Ar

HOBUX e(pEeKTHUBHUX MeTOJ[iB CHUHTE3y TaKHUX
CHCTEM  3yMOBJIEHA  UIMUPOKUM  CIEKTPOM
6iosioriunoi AKTHUBHOCTI AK CaMUx
dyHKIioHa/NbHO 3aMilleHuX XiHa30J1iHiB [1], Tak i
iX KOH/IEHCOBaHUX MOXiAHUX [2-12].

o 0]

eee- C
N/)\S TeBrg ~ N s
HBr HaIH 7
antimicrobial activity TeHal 5

Ar Ar'

analgesic and anticonvulsant activity

Puc. BiosioriyHa aKTMBHICTb Tia30/10XiHa30J1iHIB
Fig. Biological activity of thiazoloquinazolines

Oco6.s11Be Miclie B psAAy xiHa30J1iHIB 3aiiMalOTh
WOro aJIKeHiJibHI Ta aJIKiHiJIbHI MOXigHi, AKi €
6iLeHTPOBUMH HYKJIe0PiIbHUMU CHCTEMAMH, 1110
pOOUTH iX 3pYYHUMHU MOJEJbHUMU 06 EKTaMU
IS BUBYEHHs  peaklil  ejneKTpodisbHOI
BHYTPIiLIHbOMOJIEKYJISPHOI reTeponukJIisanii
[13]. AHani3 niTepaTypHUX AXKepeJ 3aCBiAUYE, 10
JedKi acleKTU CUHTe3y Tia30Ji0-, Tia3UHO Ta
Tia3eniHOXiHa30J1iHiB esIeKTpodibHOIO
I[UKJTi3alli€to 6y BUCBiT/IeH] B po6oTax [13-16].
3okpema, B pobGoti [15] omucano mporec
rajouukisanii S-amisibHUX NoxigHUX 3-asini-2-
TiokcoxiHa3oJiHIB mif Ji€elo 6poMy Ta Hoay 3a
pi3BHMX CHiBBiJHOLIEHb BHUXIJHUX peareHTIB.

O
~7
N AcOH or CHCI;

Hal = Br, n=1
N/)\s/\/ Hal=1,n=5

ABTOpaMM  BCTAHOBJIEHO, 10 MiA i€l
eKBiMOJIIpHOI KiJIbKOCTI OpoMy BifgOyBa€eTbCsA
rajJlouukJizanis TioaJKkeHiJIbHOTO GparMeHTy, a
NpUEAHAHHS eJleKTpodibHOTO peareHTy o

N(3)-aninbHoro ¢parMeHTy cHocTepiraeTbcs
TIJIbBKM 3a YMOBHU HAaJJIMLIKYy 6poMy. Hagiauiok
nony He BILJIUBAE Ha pe3yJbTaT

raJjoreHoiHAyKoBaHoOl LMKJi3alii, OCKIJIbKU He
BiZI0yBa€eTbCSA MOro MpUESHAHHS [0 MOJBIMHOIO
3B’AA3Ky B moJioxkeHHiI N3 xiHazoJsiiHy (cxema 1)
[15]. ToMy MeTor HAWIOro [JOCTiKEHHS €
BUBYUTH BIUIUB MPUPOAU eJieKTpodiibHOTO
peareHTa Ha perioxiMilo retepoaHesJIlOBaHHS 3-
asliJsi-2-aninTioxiHa3oJsiH-4-0Hy.

Ha|2

Br
Br

Cxema 1. JlitepaTypHi BizoMocCTi o rajioreHonukKisanii Tioerepy 1
Scheme 1. Literature data on halogenation of thioether 1
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Pe3y/ibTaTH Ta iX 0GroBOpPEeHHS

Y uii po6oTi MM XoueMO NOBIJOMHUTH NPO
JOC/Ti/pKeHHs  0COOJIMBOCTEH  NPOXOJKEHHHA
npoluecy enekTpodisbHOI retepoyukisanii 3-
atin-2-anintioxiHazosiH-4-0Hy mif Ai€o 6poMiny
H0/ly, XaJbKOreHTeTparajJoreHi/ZiiB Ta MOpiBHATH
peakuilHy 3JaTHICTh a/liJIbHUX 3aMiCHUKIB, fIKi
3HaXoJATbCs 6 aToMiB  HiTporeHy Ta
cynbdypy. Ocob6IMBICTIO BUXiZHOTO XiHA30/I0HY €
Te, [0 BiH MICTUTh JBa KpaTHi 3B’I3KHU Ta JBa
JOJAaTKOBUX PpeakKL[iMHUX LEeHTPU - aToM
HiTporeHy N! Ta aToM oOKcureHy KapO6OHiIbHOI

/\/

IpyIy, Ki MOXyTb GpaTH y4acTb B aHeJIIOBAaHHI
JI0JATKOBOTO LIUKJIY.

CuHTes 3-anin-2-anintioxiHazoniH-4-ony 1
NPOBOJMJIM 33 OINMCAHOKI paHille MeTOJUKOIO
[15]. BusBusOCh, 1[0 B3aEMOJiA 3-aJija-2-
ajinTioxiHasoJsiH-4-oHy 1 3 ekBiMoOJIApHOMO
KiJIbKICTIO Ti6pU/IHOTO rajsioreHy 6pomizy Moy B
KpWXKaHii ouTOBi KUCJAOTI NOPUBOAUTHL [0
yTBOPEHHs Tia3o0Ji0xiHa30J1iHy 2 3 BUx0oJ0M 92 %.
36inpLUIeHHS HAJJIMILKY FiGpUAHOTO rajoreny (2
eKBiBaJIeHTH) He 3MiHIOE HaNpPsAMKY peakiil
(cxema 2).

/\/

N n IBr j\l\
AcOH, 8h, r.t. i
N/)\s/\/ n=1,2 N* S
1 92% 2 Br-

Cxema 2. ﬁoaoiﬂayxonaﬂa IUKJi3anisa rioetepy 1
Scheme 2: Iodine-induced cyclization of thioether 1

Ckymaxm Ta OymoBy Opominy 2 [OoBeZeHO
eJIeMEeHTHUM aHali3oM Ta crnekrpamu AMP.
BaxxivuBow ocobsuBicTio cnekTpiB 'H AMP
CIOJIYKA 2 € BIJCYTHICTb CUTHaJIiB IpPOTOHIB
TioasiyibHOTO $parMeHTy. HaToMicTb B cnekTpi
[IMP coni 2 HagBHiI cur”Haau npoToHiB SCH»-
rpynd 3a 3.67 M.4. Ta 3.58 M.4. y BUradmi
TpUILJIeTy Ta [Jy6JseTy BianosigHo. CurHanu
npotoHiB CHl rpynu nposBasfTbCcA y BULIAAIL
JAy06JeT-Ay6JeTHUX CUTHaJIB 3a 3.99 M.u. Ta 4.23
M.4. CurHan MeTiHOBOrO TPOTOHY 3a3HaE
€/1a60MO0JIBHOTO 3CYBY i IPOSIBJISIEThS B CIEKTPi 32
6.08 m.u. y Bursigazi mysabtumiery. Curnan 3-N-
aninpHOro ¢parMeHTy He 3a3HaB 3MiH B
NMOpPiBHAHHI 3 BUXiAHUM TioeTepoM 1. B cnekTpi
13C AMP 6pomifly 2 3HHUKAOTb CUTHAIU Sp2-
riopuAn30BaHUX aTOMIB Kap6OHY TioasniabHOIO
dparmMeHTy Ta CIIOCTEPIraeThCs 3CYB IX B CUJIbHE
nosie cnektpy (11.0 m.4., 34.1 M.4.), [0 CBiAYUTH
PO raJIoTeHyBaHHsI KPaTHOTO 3B’SI3Ky B mporeci
eJleKTpodinbHOI reTepouuKIisanil IIpo
3asydeHHda artoma N! xiHasoJsiHy B mnpoueci
uuKkiizanii ceigdaTe gati 13C AMP curunany atoma
Kap6oHy Kap6oHijpHOI rpyn# 3a 170.3 m.4., 1o
XapaKTepHO JJIs1 aHTYJISIPHUX CTPYKTYp [16-19].

TakuMm uuHOM, mif Ji€ro 6pomMiay oay Ha 3-
aJsliyi-2-anisnTioxiHaszoJsiH-4-0H Bif16yBa€eThCs
HOo/I0iHAYKOBaHA TeTepoLMKJ/Ii3allisi, mnpouec €
perioceJleKTUBHUM | He  3aJleXXUTb  BiJ
CIiBBiJHOLIIEHHA peareHTiB.

s nocaipkeHHs NpUpoay eyieKTpodisbHOrO
peareHTy Ha perioceJIeKTUBHICTb Ipouecy
esieKTpodinbHOI reTeponukJisallii B peakuii 3 3-
asliyi-2-anisntioxiHazosiH-4-0HOM 1 BUKOPUCTAHO

TeTparajoreHigu Tteaypy. TerparasoreHigu
TeJlypy OZepKyBaJld In Situ 3 JIOKCUAY TeJNypy Ta
BiZimoBifHOI rasoreHoBoiHEeBOI KUCA0TH [20-22].
Taki esieKTpodinbHi peareHTHU BXKe
JIOCJIIDKyBa/IUC B peaklisfxX eseKTpodisbHOI
BHYTPIIUHBOMOJIEKYJIAPHOI LU KJIi3aLil Ha
NpUK/JIaJi HEHaCUYeHUX IMOXiAHUX XiHA30JIiHYy
[20; 22] Ta Tpuazoay [23; 24]. Peakuito B3aemMozail

Tioetepy 1 3 TeTparajoreHiiaMu TeJaypy
MPOBOIUJIU B X10podopMi a60 KpHKaHiK o1 TOBIN
KUCJIOTI Ta 14-ropMHHOMY TepeMillyBaHHI

peareHTiB 3a KiMHaTHOI TeMIiepaTypH (cxema 3).
BcraHoBsieHO, 10 esekTpodisibHA LMKJIi3alis
TeTparajoreHijlamu TeJaypy BifOyBa€eThCA
periocesIeKTUBHO 3 aHEJIIOBAaHHAM Tia30JIbHOTO
LUKy [0 OCTOBAa XiHA30JIiIHy He3aJIe)KHO BiJ
CIIiBBiHOLIIEHHA peareHTiB, W0 NiATBEPIKEHO
cnektpamu AMP 1H ta 13C.

Tak, B cnektpi 'H rasnorenigiB 3 Ta 4
XapaKTEPHUMU € CUTHAJU METIHOBOTO MPOTOHY
TiazosbHOro LMKAYy 3a 6.35 M.4. Ta 6.42 M.u.

BigmoBigHo. Take cjabomnosibHe  3MillleHHA
JIAaHOTO CUTHa/Jly MOXHa MOSICHUTHU HAasBHICTIO
Jle3eKpaHyBaHHA

TPUTaJIOTEHOTEJlypOMETHUJIEHOBOI  rpynu. Bci

iHI CleKTpaJibHi XapaKTepUCTUKHU TaJIoreHiJiB
3 Ta 4 aHaJioriuHi 6poMiay 2.

JAna  pochaifkeHHA  BIUIMBY — NPUPOJH
XaJbKOTeHy B eJieKTpodiibHOMY peareHTi Ha
npoiec ejneKTpodisibHOI HUKIizalii B peakuii 3
TioeTepoM 1 BUKOPHUCTAHO TeTpabpoMij ceseHy
(in  situ) [20]. BukopucTaHHS  J@aHOTO
ejJekTpodiny B  peakuisix enekTpodinbHOI
reTepouMkJIi3anii onucaHo B pob6ortax [20; 25].
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BcTraHoBJieHoO, 110 He3aJIeXXHO Bifz (cxema 3). Peakuilo B3aeMojiii TeTpabpominy
CHIBBIJHOIIEHHS peareHTIB perioxiMid mponecy cejleHy 3  3-aJliJ-2-ajiJITiOXiHA30JiH-4-0HOM
ceJIeHO-IH/[yKOBaHOI [UKJIi3allii He 3BMIHIOETHCA, I NPOBOJUJIU yMOBax aHaJIOTIYHUX 0
YTBOPIOETHCS 6pomin 4-anin-5-okco-1-  TesyporajaoreHyBaHHS. CnekTpasnbHi JlaHi
((rpubpomMo-At-cenanin)merunin)-1,2,4,5- OopoMily 5 KOpesWOTh i3  TeJypOBUMHU
TeTparigpoTiasoso|3,2-a]xiHazousid-10-ir0 5 ananoramu 3, 4.
0]
I
n AHal, _ N
(:ﬁj\ CHCI3 or AcOH, 14h, r.t. ;J\
)\Sx\/s A=Te, Hal = Cl as NS
4: A= Te, Hal = Br Hal
5: A= Se, Hal=Br
n= 17 2 AHa|3
78-83%

Cxema 3. Xa/ibKOreHyBaHHA TioeTepy 1
Scheme 3. Chalcogenation of thioether 1

Ha ocHOBI opepkaHUX eKCIepHMeHTaJbHUX
JaHUX MOXHa 3alpoNoOHyBaTU MHMOBipHUU
MexaHi3M esiekTpodisbHOI IKKizalii TioeTepy 1
(cxema 4): cmo4yaTKy YTBOPIOETHCS T-KOMILJIEKC
BiAnmoBigHOro esiekTpodibHOrO peareHTy 3
KpaTHUM 3B’I3KOM aJIJIbHOTO 3aMiCHUKaA, SKUU

Hal= CI, Br
E= 1", TeCl;*, TeBr3", SeBrs*

MEepeTBOPIOETbCS Y OHIEBUM KaTioH A, SAKUU
3HAaXOAUTbCS B piBHOBa3i 3 kapb6okarioHoM B.
Jani Bif6yBaeThCs aTaka mapu eJieKTPOHiB aToMa
HITpOreHy Ha Jpyruil atoM KapboHy A yu B i3
3aMHKaHHAM Tia30J/1iHOBOTO LIUKJIY 3 yTBOPEHHAM
NPOAYKTIB LuKJizalii 2-5.

E E Heﬁ9
A B —
2 S
Ol
ﬁ/ASHaﬁa
%

Cxema 4. IMoBipHUII MeXaHi3M rajioreHo- Ta XaJibKOreHOiHAyKOBaHoOI BUKJ/Ii3anii Tioetepy 1
Scheme 4. Probable mechanism of halogen- and chalcogen-induced cyclization of thioether 1

HactynHuM eTanomM Hamoi po6oTu 6yJio
BUBYEHHS peaklil ioHHOTo 06MiHy Ha NMpUKIafi
opominy 2. Bpomig 2 gociimkeHo B peakmii 3
AONMAOM Kasilo Ta HaATpid mNepx/jopaToM.
Peakniro Mixx HoauaoM KaJjilo Ta ciuio 2
NPOBOJAMWJIN B aLlEeTOHI, a 3 HATpi MepxJopaToM -
B MeTaHoJi. BcTaHoBjeHO, 1m0 Iig d4ac
nepeMmillyBaHHA  BHUXiJJHUX  peareHTiB  3a
KiMHaTHOI TeMIlepaTypu BiJI0yBa€Tbcs peakuil

ioHHOrO 00MiHY O6poMij aHioHa Ha Hoauj Ta
nepxJsopar BianosigHo (cxema 5). JlokazoM 11bOT0
cayryioTh crektpu AIMP 1H oTpumaHux coJjeit 6,
7, B fAKUX HafABHI BCI CUTHaJM TNPOTOHIB
reTepoOLUKJIIYHOIO KaTioOHy, 110 CBIAYHUTH IPO
CTiMKiCTh Tia30J1iHOXiHA30/IIHOBOT'0 UKIY A0 Ail
coJield, HATOMICTb 3MiHa TeMIepaTypHy TOIJIEHHA
Ta JlaHi eJIeMEeHTHOro aHa/li3dy NiATBepIKYyHThb
3aMpornoHoBaHy 6y/10BY CIOJIYK 6, 7.
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(0]
L/
K - j‘\
Me,CO N* s
6 hr.t. 6
57% I
|
(0]
S
NaClo, N
MeOH N(J\S
8 hrt.
64% 7

ClO,

Cxema 5. XimiuHi BJ1acTUBOCTI 6pomiay 2
Scheme 5. Chemical properties of bromide 2

EKcnepyuMeHTa/IbHA YaCTHHA

Cnextpu AMP 'H (400 MHz) oTpumaHO Ha
cnektpomeTpi Mercury-400 ta 13C (126 MHz) - Ha
cnektpomeTpi Bruker 170 Avance 500 BigHOCHO
TMC. EneMeHTHMI aHaJi3 BUKOHAHO Ha NpUJaafi
Elementar Vario MICRO. Temnepartypy
NJiaBJIeHHS BU3HA4aJ/Iy Ha npuJazai Stuart SMP30.
Yci peareHTH OyJiM OTpUMaHi BijJ KOMepIiHHUX
NOCTa4Ya/IbHUKIB i BUKOpHUCTaHI 6€3 10JaTKOBOTO
ouulieHHs. 3-Aunin-2-(aninrtio)xinazonin-4(3H)-
oH 1 oTpuMyBau 3a MeTOAUKOIO [15].

Memoduka  cunmesy  6pomidy

(tiodomemu)-5-okco-1,2,4,5-
mempazidpomiazosao[3,2-aJxinazonin-10-ito 2.
Jo BuxigHoro asisibHoro Tioetepy 1 (0.775 T,
0.003 ™mouab), po3unHeHoro B 10 mMJ1 KpuxKaHOI
OLITOBOI KMCJIOTH a60 xy1opodopMy, IpUKanyBaIind
po34yuH 6pomiay Hoxy (0.620 r, 0.003 Mosb a6o
1.241 1, 0.006 ™Mosb) B OLTOBI KHUCJOTI.
PeakuiliHy cymim nepemimyBasu 16 roauH 3a
kiMHaTHOI Temnepatypd. Ocapn o¢inbTpyBasy,
NPOMUBAIU KPHUIKAHOK OLTOBOI KHCJOTOIO Ta
CYLLMJIU Ha NOBITPI.

Buxing 1.283 r, 92 %, Tux 95-96 °C. 1H IMP-
cuektp (400 MT'u, IMCO-de), 6, m.u. (], T'u): 8.30
(1H,n,]=7.0),8.12 (1H,1,]=7.9),7.90 (1H, 1,] =
8.4),7.77 (1H,T,]=7.7),6.08 (1H, m), 5.91 (1H, M),
5.47 (1H, n, ] = 12,3), 5.37 (1H, g, ] = 10.5), 4.87
(1H, n,] =11.8),4.69 (1H, x,] =12.5),4.23 (1H, gz,
]=11.8,9.0),3.99 (1H, ax, ] = 11.8,9.0), 3.67 (1H,
T, ] = 10.2), 3.58 (1H, 1, ] = 9.0). 13C AMP-cnekTp
(126 MHz, IMCO-dg), 6, m.u.: 170.3, 163.8, 158.5,
156.9, 136.9, 135.9, 128.5, 119.6, 117.8, 116.2,
64.7, 51.2, 34.1, 11.0. 3naitgeno, %: C 36.09, H
2.94, N 5.95, S 6.80. C14H14BrIN,0S. Po3paxoBaHo,
%: C36.15,H 3.03, N 6.02, S 6.89.

3azaivbHa memoduka cuHmesy 3-5.

4-anin-1-

Jlo po3uuny aninbHoro tioetepy 1 (0.775 1,
0.003 mMousib) y 20 MJ1 KpUXKAHOI OLTOBOI KUCJIOTH
a6bo xXJI0popopMy pu MOCTiHHOMY
nepeMillyBaHHi J0jJaBaId PO34YWH, OTPUMAHHUHU 3
Jiokcuay cesneny a6o tesypy (0.333r-Se, 04791
- Te, 0.003 mosab a6o 0.666r - Se, 0.958 r — Te
0.006 MOJIb) Ta IeCTUKPaTHOI 4u
JABaHaAUATUKPATHOI KIJIBKOCTI KOHLLEHTPOBAHOI
rasoreHoBosiHeBoI kuciaoTu (0.018 mosb abo
0.036 mMosib) y 10 MJ1 KpHUXKaAHOI OL[TOBOI KUCJIOTH
abo xaopodopmy. Cymiml nepemiuryBanu 24 roja
3a KiMHaTHOI TeMmnepatypu. Ocaz inbTpyBasy,
NPOMHBAJU KPHUKAHOI OLTOBOK KHCJIOTOI 4H
XJ10podOPMOM Ta CYUIXJIN HA NOBITPI.

Xaopuod 4-anin-5-okco-1-((mpuxaopo-A4-
meaaria)memuan)-1,2,4,5-
mempazidpomiazono|[3,2-aJxinazonin-10-ito0 3.

Buxin 1.314 r, 83 %, Ty, 170-171 oC. 1H AMP-
cnektp (400 MI'y, DMSO-dg), §, m.u. (J, T'u): 8.30
(1H, n, ] =7.9),8.11 (1H,T,] =7.8),8.01 (1H, 1,] =
8.5),7.76 (1H, T,] =7.6), 6.35 (1H, M), 5.89 (1H, m),
5.50 (1H, #, ] = 12.3), 5.37 (1H, g, ] = 10.5), 4.84
(1H, o, ] = 12.2), 4.69 (1H, nx, ] = 12.7, 5.8), 4.34
(1H, g, ] = 12.0), 4.15 (1H, ax, ] = 11.8, 7.8), 4.03
(1H, T, ] = 12.3), 3.63 (1H, g, ] = 12.6). 13C AMP-
cnekTtp (101 MI'y, IMCO-de), §, mu.: 172.5,158.0,
143.8, 137.1, 136.2, 129.3, 128.9, 120.4, 118.3,
118.0,64.8,57.6,51.4,35.8. 3naigeHo, %: C 31.79,
H 258 N 522, S 6.00. Ci4H14Cl4N20STe.
Po3paxoBano, %: C 31.86, H 2.67, N 5.31, S 6.08.

Bpomid 4-anin-5-okco-1-((mpubpomo-A4-
mesaaHin)memuan)-1,2,4,5-
mempaczidpomiazono|3,2-aJxinazonin-10-ito 4.

Buxig 1.714 r, 81%, Tu. 176-177°C. 1H AMP-
cnektp (400 MI', DMSO-ds), §, m.u. (J, T'm): 8.31
(1H, o, ] = 7.7), 8.08 (2H, m), 7.77 (1H, T, ] = 7.4),
6.42 (1H, M), 5.90 (1H, M), 5.50 (1H, g, ] = 12.4),
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537 (1H, #,] = 10.4), 4.83 (1H, 1, ] = 11.9), 4.70
(1H, om, J = 12.6, 5.8), 4.47 (1H, », ] = 12.0), 4.18
(2H, 1, ] = 11.7), 3.78 (1H, g1, ] = 12.4). 13C SAMP-
cnektp (101 MI'u, AMCO-de), §, M.u.: 170.0, 156.9,
142.2, 137.2, 135.9, 128.8, 119.7, 117.8, 116.9,
65.0, 51.2, 34.3, 30.0. 3naigeno, %: C 23.76, H
191, N 390, S 4.48. Ci4H14BrisN,0STe.
PospaxoBano, %: C 23.83, H 2.00, N 3.97, S 4.54.

Bpomio 4-anin-5-okco-1-((mpubpomo-A4-
ceaaHin)memuan)-1,2,4,5-
mempaczidpomia3ono[3,2-aJxinazonin-10-iw 5.

Buxia 1.350 1, 78 %, Tun 127-128 oC. 1H AMP-
cnekTtp (400 MI', DMSO-ds), §, m.u. (J, T'u): 8.36
(1H, r,] =8.6),8.10 (1H, 1, ] =8.6), 798 (1H, T,] =
7.8),7.75 (1H,1,] =7.8), 6.18 (1H, m), 5.90 (1H, m),
5.46 (1H, T, ] = 12.6), 5.35 (1H, a, ] = 10.3), 4.84
(1H,T,]=12.6),4.68 (1H, 1,] = 11.9),4.49 (1H, g,
]=11.5),4.26 (1H, ™), 3.97 (1H, M), 3.71 (1H, 1, ] =
7.0). 3naiiaeno, %: C 25.60, H 2.15, N 4.26, S 4.88.
C14H14BrsN,0SSe. PospaxoBano, %: C 25.60, H
2.15,N 4.26, S 4.88.

Memoduka  cuHmesy
(tiodomemuu)-5-okco-1,2,4,5-
mempagzidpomiazono[3,2-aJxinazonin-10-io 6.

Jo 0.698 r, 0.0015 M™Mosab BigmosBigHoro
MoHOG6poMiay 2 B 10 MJ1 alleTOHY NPUKAMyOThb
HacUYeHUW po3uuH Kajik Hoauagy B 10 ™
aneToHy. PeakuiliHy cymim nepemimyBaau 6
roguH 3a KiMHaTHOI TemmnepaTypu. Ocaz, 110
BUIIaB, QiNbTPYIOTh, MPOMHUBAIOThL ALETOHOM Ta
CylIaThb Ha NOBITpI.

Buxig 0.438 1, 57 %, Tux. 180-181 oC. 1H AMP-
cuektp (400 MI', DMSO-ds), 6, m.u. (J, I'y): 8.30
(1H, n, ] =7.8),8.12 (1H,1,]=7.8),795 (1H, 1,] =
7.8),7.77 (1H,1,]=7.7),6.16 (1H, M), 5.92 (1H, M),
5.45 (1H, pg, ] = 12.6, 5.6), 5.36 (1H, 1, ] = 10.4),
4.86 (1H, o, ] = 12.5), 4.68 (1H, 1, ] = 12.3), 4.25
(1H, pn, J = 12.8, 9.5), 3.96 (2H, 1, ] = 11.3), 3.62

liodody  4-axin-1-
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