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Ha ocHoBe 3twii-1-amuno-3,3-numetni-3,4-quruaponadraanH-2-kapookcuiara (aMuHOd(hup) paspadboTan
METOJ] CHHTe3a 5,5-auMeTnI-3-(2-MeTHITaIITH )-2-THOKCO-2,3,5,6-TeTparunpoden3o[ 4] xunazonuH-4(1 H)-oHa.
AJIKUITUPOBAHUE MOCIIEIHEro raJoreHUIaMi Pa3InuyHOTO CTPOCHUSI B LIEIIOYHON Cpeie MPUBEIIO K ITOTYUSHHUIO
2-anKuICYIb(QaHII-S,5-IMeTH-3-(2-MeTunammi ) -5,6-muruapodenso| | xunazomua-4(3 H)-oHoB. Konnencanmeit
THOKCOOCH30XMHA30JIMHA C TUAPA3HHTHIPATOM CHHTE3UPOBAH 2-THIPA3ZHHUI-S,5-TMMETHII-3-(2-METHIIAIITNI )-
5,6-murnapoben3o[ 4 ]xurazonun-4(3H)-0H, OJHAKO aHAJIOTUYHBIE PEAKIIMU C 2-3TAaHOJAMHUHOM U 3-TIPOTIaHOJI-
aMHHOM TIPOTEKAIOT aHOMAJIBHO ¢ 00pa3oBaHueM 2-(2-TUAPOKCUITHI)aMUHO-5,5-TUMETHI-S,6-TuruapoOeH30[ /1]-
xuHa30muH-4(3H)-0Ha 1 2-(3-THAPOKCUTIPOITHI )aMHHO-5,5-TMMETHII-5,6-uruapoden3o| 1 | xunazonnH-4(3 H)-oHa
COOTBETCTBEHHO. B3anmozieiicTBre yka3aHHOTO THOKCOOCH30XMHA30IMHA ¢ OCH3UIIAMUHOM MPOTEKAET C BHYTPH-
MOJIEKYIISIPHOH IUKIIH3aIHeii ¢ oopaszosanueMm 6,6,10,10-rerpamernin-9,10-murunpo-5H-6en3o[ h]tnazono[2,3-b]-
XuHA30MH-7(6H)-0oHa. V3y4eHs! aHTHOaKTeprUaIbHBIE CBOHCTBA CHHTE3UPOBAHHBIX COCAMHEHNH. YCTaHOBJICHO,
YTO M3y4YCHHbIC COSAMHEHHS 00JIa/Ial0T aHTHOAKTEPUATIbHON aKTUBHOCTBIO.

KiaioueBrnlie ciioBa: KOHACHCalus, TI/IOKCOGGH?;OXI/IH&?)OHI/IH, BHYTPHUMOJICKYJISIpHAsA HUKIN3allus, Cyﬂb(l)aHI/IJ'I-
IMMPOU3BOAHBIC, AJIKUJIUPOBAHUC, aHTI/I6aKTepI/IaIILHa$I AKTUBHOCTb
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BBEJIEHUE JIaHHBIE O CUHTE3€, HEKOTOPBIX MPEBPAILCHUAX U
aHTHOAKTEepHUaIHLHON aKTUBHOCTH 5,5-auMeTHI-3-(2-
METHJIAJUINI )-2-THOKCO-2,3,5,6-TeTparuapooeH3o| /1]-

xuHazonun-4(1H)-oHa.

[IponsBonubie 6eH30[/]XMHA30IMHA TPOSBIISIOT
MPOTHBOOITYXOJIEBBIE, aHTHOAKTEPHAIbHBIE, TIPOTUBO-
rpuOKOBBIE, IPOTUBOBUPYCHBIE, ICUXOTPOIHEIC U APYTHE

nojie3HbIe cBoiicTa [ 1-18]. CBeneHus o 3-3aMemeHHbIX
5,5-muMeTn-0eH30[ 4| XMHA30IMHAX OTPaHUYUBAIOTCS
HAIIUMK paboTaMH, Pe3yabTaThbl KOTOPBIX YKa3bIBAIOT
Ha TIEPCIIEKTUBHOCTH MCCIICAOBAHUHA B ATOW 00IacTH
[19-24]. B npencraBiaeHHON padoTe MPUBOIATCS
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PE3VJIBTATBI 1 OBCYXIAEHUNE

1-AMuno0-3,3-mumMeTnn-3,4-quruapoHad TaaTuH-2-
kapOokcuiat (amuaodGup) [19] B cpene staHoa BBEICH
BO B3aMMOJICHCTBHUE C 2-METUIAUTHIN30THOI[HAHA-
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toM. IIpu npoBenenuun peakuuu B TeueHue 1820 y
00pa3oBaBIasics TAOMOYECBUHA 2 YKE B YCIOBUSIX pe-
aKIMY YaCTHYHO ITUKJIHU3YeTCs B 5,5-muMeTwin-3-(2-
METHUJIAJIIHI)-2-THOKCO0-2,3,5,6-TeTparuipooeH3o|/]-
xuHa301uH-4(1H)-oH 3 (B coorHomerun 1:1). s
MTOBBINICHUST BBIXO/Ia COCTUHCHUS 3 PEaKIIMOHHYIO
cMech 00pabdaThIBaIM PAaCTBOPOM E€IKOTO Kaju, YTO
MIPUBOMIIO K MOTYyYEHUIO THOKCOOEH30XMHA30JINHA 3
¢ BbIxosioM 38%. ATKUIUPOBAHUEM THOKCOOCH30XUHA~
307MHA 3 B IPUCYTCTBUH €IKOTO KaJId TaJIOTCHUAAMHU
Pa3IUYHOTO CTPOCHHUS B Cpezie aOCOIIFOTHOTO ATaHOJA
CHHTE3UPOBaHbBI 2-aJKHJICYIb()AHMI-5,5-TUMETHII-
3-(2-meTunannun)-5,6-nuruipoOeH3o| i|xuHa30JIMH-
4(3H)- onnl 4-11 (cxema 1).

BzaumopeiicTBre THOKCOOCH30XMHA30IMHA 3 C aMH-
HOCOCIMHEHUSAMH B N30BITKE THpa3UHA 3aBEPIIaeTCS B
TeueHue 4 4 00pa30BaHUEM 2-THAPA3UHUI-S,5-TUMETHII-
3-(2-MeTHunmamImI)-5,6-turuapo0eH30 | /1 | XmHA3 0TI H-
4(3H)-oHa 12 ¢ BeixoioM 88% (cxema 2). AHAJIOTHYHBIE
pEaKIMK THOKCOOCH30XWHA30IMHA 3 ¢ 2-2TaHOJIAMHHOM
1 3-TIpOMaHOIaMUHOM MPU TEMIIEpaType KUIEHUS
MOCIIETHUX TIPOTEKAII aHOMaIbHO. BMeCTO OKiIaeMpIx
2-(2-rUAPOKCUAITHIT )aMUHO-3-(2-MeTUIAIINI)-5,5-
TUMETHI-5,6-muruapooenso| 4] xunazonnn-4(3 H)-oHa
1 2-(3-ruapoKCUNPONHIT )aMUHO-3-(2-MeTrnammn)-5,5-
TUMETHII-S,6-urupooen3ol 1| xunazonnn-4(3 H)-ona
OBLIH TTOY4eHbI IPOAYKTHI pacIierieHnus — 2-(2-Tumpo-
KCHUATHIJI )aMHHO-5,5-TUMETHI-5,6-Turuapo0Oen3o[ 4]-
xuHa3zonuH-4(3H)-ou 13 6e3 2-MeTHWIATIIIIBHBIX
rpynmn. Coenunenne 13 HaMu OBLTO MOTYUYEHO TaKKe
paHee KOHIGHCANEH 5,5-TuMeTHI-2-THOKCO-2,3,5,6-
terparuapooen3ol s |xunazonun-4(1H)-ona ¢ 2-3ta-
HomamMuHOM [20], 2-(3-THaApOKCHUTIPOTIHII )aMUHO-5,5-
IUMETHI-5,6-quruapooenso| i) xunazonun-4(3H)-ou 14
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MOJTy4YeH B HACTOAIIEH padoTe BriepBhIe. B pesymnbrare
B3aUMOJICHCTBUS COeTUHEHUS 3 C M30BITKOM OCH3MII-
aMIHa TIPU TEMIIepPaType KUTIeHNs TIOCIEAHETO BMECTO
OKHAJIAEMOTO 2-0CH3MIIaMUHO-3-(2-MeTHITaIITII)-5,5-
IUMETHI-5,6-muruapoodenso[ i xuHazonnH-4(3 H)-
OHa OBLI MOJyYeH MPOAYKT BHYTPUMOIEKYISIPHOM
[AKJIA3AIUN UCXOJHOTO THOKCOOCH30XWHA30IMHA —
6,6,10,10-rerpametin-9,10-nuruapo-SH-6eH3o[ /]-
TtHa3ono[2,3-b|xuHazonuH-7(6H)-oH 15 (cxema 2). B
Macc-CIeKTpe coeTnHeHHs 15 Macca MOJIEKYIIPHOTO
MOHA COOTBETCTBYET PACCUUTAHHOMY.

[TepBoii oO1meit cTaaued Bcex mpeBparieHuii, ode-
BHJIHO, SIBJISIETCS IPUCOSNMHEHNE aMrHa 110 cBsizn C=N
THOJBHOTO TayToMepa coenuHenus 3. JlanpHeimme
MpeBpalleHus aJiIyKTa ONpeessstoTcsS IpUupoaoun
3aMEeCTHUTENIS y aToMa a30Ta: I THApa3uHa — 3TO
3aMeIIeHIE THOIBHON TPYIIIBI, TSI aJTyKTa ¢ OCH3WII-
aMHHOM ¢ Hanbosee OCHOBHBIM aToMoM a30ta N! — 310
BHYTPUMOJIEKYISIpHAs IUKIA3ALMUA C IIOCICAYOIUM
OTIIEIICHNEM OeH3MIaMIHa, BBICTYIIAIOIIETO KaK KaTa-
JIU3aTOP, ST QIYKTOB C aJIKAHOJIAMHHAMH, B KOTOPBIX
BO3MOXKEH TIEpPEHOC TIPOTOHA OT THAPOKCHIIA HA aTOM
azota N!, peanusyercs nepectpoiika ¢ Hoceayonum
paspbiBoM cBsizeit C—S u C—N! u ormennenuem tro-
300y THpaJIbJIETHIa WIIH TIPOAYKTOB €ro pacrmaja H,
MocJie TayTOMEepU3aIlui, 00pa3oBaHreM MPoayKToB 13
u 14 (cxema 3).

AHTHOAKTEPHAIbHYIO aKTUBHOCTh COCIMHCHHIA
3-14 uzyyanu metonoMm «auddysus B arape» mnpu
OakTepuanbHOl Harpy3ke 20 MIIH MUKPOOHBIX TEJ Ha
1 mi cpensl [25]. B ombiTax UCIONB30BaIHM TPaMIIO-
noxutenbHbie (Staphylococcus aureus 209p, Bacillus
subtilis ATCC 6633) u rpaMOoTpuUIIaTeIbHbBIC IITAMMbI
(Sh. flexneri 6858, E. coli 0-55). B wamkax I[letpu c
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R = CHj, (4), CoHs (5), C3H; (6), i-C3H, (7), CH,=CHCH, (8), C,H, (9), CcHsCH, (10), 4-CH;CH,CH, (11).
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Cxema 2.
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MOCEBaMH BBIIICYKa3aHHBIX IITAMMOB MUKPOOPTaHH3-
MOB HAaHOCHJIM PacTBOpPHI BellecTB B oobeme 0.1 mur.
VY4er pe3yisTaToB NPOBOIWIN 110 JUAMETPY (d, MM)
30H OTCYTCTBHSI POCTa MUKPOOOB Ha MeCTE HAaHECEHHS
BEILECTB MOCJIE CYTOYHOTO BBIPAIIMBAHUS TECT KYIBTYD
B TepMmocrtare 1pu 37°C. B kauecTBe NOJI0KUTETEHOTO

KOHTPOJISI UCTIOIH30BAITN BEICOKO((EKTHBHBIN B OTHO-
IIECHUHW T'PaMITIOJIOXKHUTCIbHBIX U I'PaMOTPULIATCIIbHBIX
IITaMMOB CHHTETHYECKUIl mpenapar (ypazonumaoH.
OTBITH TOBTOPSUTH HE MEHEE TPEX pas.

JlanHble, mpuBeneHHBIC B Ta0M. 1, CBUIETENBCTBY-
0T O TOM, YTO B OTHOILICHHUU FpaMHOHO)KI/ITeJH)HI)IX

Cxema 3.
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Tadnuua 1. AuTrOakTepranbHas akTHBHOCTh COenHeHmH 3—14.
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d, MM
Coenunenue St. aureus B. subtilis Sh. flexneri E. coli
209 p ATCC-6633 6858 0-55
3 16.3£0.8 11.2+0.6 15.4+0.6 14.2+0.7
4 122404 14.1£0.4 10.2+0.5 15.6+0.5
5 10.1+0.6 15.4£1.0 0 15.2+0.8
6 10.3+0.4 10.2+0.5 0 14.4+0.8
7 0 0 0 0
8 0 0 0 0
9 0 0 0 0
10 12.2+0.7 15.1£0.8 13.1£0.4 15.3+0.5
11 10.3£0.5 14.7£0.6 10.5+0.7 14.5+0.7
12 18.3£1.1 22.4+0.8 18.2+0.4 20.6£1.2
13 15.1+0.8 20.3+1.0 12.3+0.6 15.3+0.4
14 17.4+0.6 25.1+1.1 20.6+0.9 20.2+1.0
DypaszonuaoH 24.6+1.2 24.24+0.9 24.44+1.0 24.7+1.1

mTaMMOB BeIpakeHHOe (d = 20.3-25.1 mm) nim
ymepennoe (d = 15.1-18.3 mm) anTHOaKTepranbsHOe
neiicTBre, OIM3Koe K aKTHBHOCTH KOHTPOIEHOTO TIpe-
napara ¢ypasonunona (d = 24.2-24.7 Mm), IPOSBIISIOT
TUpa3uHONpoU3BoiHOE 12 u aMuHOTIPOM3BOIHbIE 13,
14. OcranbHbIE COSAMHEHUS OKa3bIBAIM YMEPEHHOE
NEHCTBUE JINIIh HAa OTJAENBHBIX IMITaMMaX, IIPH ATOM
coxpaHuB clla0yr akTUBHOCTH (d = 10.1-12.2 mm)
B OTHONICHUH JIpyruxX Mojueneil. B cnydae rpamot-
pHULIATENBHBIX IITAMMOB aMUHONpou3BoaHble 13, 14
Takke o0Jaganu BEIPAKCHHON aHTHOAKTepHaThHON
akTuBHOCTHIO (d = 20.2 u 20.6 Mm). Jlpyrue anamoru
okazanu ymepeHtHoe feiicrsue (d = 14.2-15.6 mm) Ha
mraMM E. coli u cmaboe (d = 10.2—13.1 MM) B OIIBI-
tax ¢ Sh. flexneri. [lpaktuueckn Hed(H(HEKTUBHBIMU B
OTHOIIIEHUH KaK IPaMIIOJIOKHUTEIbHBIX, TaK ¥ TPaMOT-
pHIIATENBHBIX IITAMMOB OKa3aJIMCh COSTUHEHUS 7—9.

BbIBO/IbI

Taxum oOpaszoMm, pazpaboTaH METON CHHTEe3a 5,5-
JUMETHI-3-(2-MeTHIIaInI)-2-THOKCc0-2,3,5,6-TeTpa-
ruapooen3o[/jxunazonuH-4(1 H)-oHa (THOKCOXHMHA30-
JIMH), KOTOPBIH KOHJIEHCALIMeH ¢ raJloreHU1aM1 pa3iny-
HOT'O CTPOEHUS ObLI EPEBEIECH B COOTBETCTBYIOLIHE
2-anKuiICynbhaHuIIPOn3BOAHbIE. M3yueHsl peakuun
THOKCOXMHA30JIMHA C TUAPA3SUHTUAPATOM, 2-3TAHOJI-
aMHHOM U 3-IpoliaHojlaMHHOM. B nepBom ciyuae

JKYPHAJI OBILLIEN XUMUKM Tom 94 Ne3 2024

MPOHUCXOAUT 00pa3oBaHue 2-TUIPa3uHOIPOU3BOHOTO
C COXpPaHEHHEM METUJIAIINIIBHON I'PYIIIUPOBKH, B TO
BpeMs KaK peakius ¢ aMUHOAJIKAHOIAMH MTPOUCXO-
JIUT aHOMAJIBHO C PACHICTUICHHEM METHUJIATUILHON
rpynnsl. Peaknust yka3aHHOT'O THOKCOXHHA30JIMHA C
OCH3MJIAMUHOM TaK)Ke MPOTEKAeT aHOMAIbHO: BMECTO
00pazoBaHus 2-0€H3UITBHOTO TIPOU3BOIHOTO TIPOMCXOINT
UKITU3aIHs TO00HO npaBmty MapkoBHuKoBa. Cpenu
CHUHTC3UPOBAHHBIX COC]II/IHeHI/Iﬁ BBISIBJICHBI OTACJIBHBIC
MPOU3BOHBIC C BEIPAXKEHHBIM aHTHOAKTEPUATbHBIM
JeHCTBHEM, OJIM3KMM K aKTUBHOCTH IIperapara cpaB-
HeHus Gypas3osiuoHa, YTO YKa3hIBaeT Ha 1EIec000-
Pa3HOCTH MPOIOJIKEHUS TIOUCKA B JIAHHOM PSIY.

OKCIIEPUMEHTAJIBHA S YACTD

UK crnekTpsl cHATHI Ha criekTpodoTomerpe FT-
IR NEXUS B BazenunoBom macie. Crektpsl AMP
'H (300 MI'u) u '3C (75 MI'11) 3aperucTpupoBaHbl
Ha npubope Varian Mercury-300 B JIMCO-d,—CCl,
(1:3), Bayrpennnii craggapt — TMC unu 'M/IC.
Macc-criexktp cHaT Ha npubope Waters Xevo G3
QTOF. TCX mnposenena Ha mnactuakax SilufolR,
MPOSIBUTENb — Mapbl HoJAa. DIEMEHTHBIA aHalNn3
BhINIOJIHEH MeTojamu Jroma—IIperns npu nomoiu
cxkuranus (N), Kopmrys—KnumoBoit mpu nmomoru
coxuranus u B3BemuBanus (C, H) u AGpamsaa mpu
oMoy cxxuranus u tutposanus (Cl, S).
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5,5-IumeTnii-3-(2-MeTHIIAJINI)-2-THOKCO-2,3,5,6-
Terparuapooen3o|/]xunazonun-4(1H)-ou (3). Cmecn
36.80 T (150 mMomnb) aTHi-1-amuno-3,3-qumeTwn-3,4-
nurunpoHadTanuH-2-kapookeunara [19], 150 mi aTaHo-
mawn 17.0 T (150 MMOITE) 2-MeTHITAJUTHITH30THOITHAHATA
kunsatuiau B TeueHue 20 4. K peakumonHoit cmecu
no6asisu pactBop 16.8 r (300 MMoIb) ruIpoKcHaa
kanus B 70 mut Boael u kunsituiu emie 4 4. [locie
OXJIAXKIEeHUS cMech MOaKUCIsan 10%-HoHW CONTHOI
kucioTon 10 pH = 3.0-3.5. O6pa3zoBaBmuniics 0camox
OT(HIIBTPOBBIBAIIN, TPOMBIBATN BOAOW M MEPEKPHUC-
TaJUTH30BBIBANIN 13 3Tanona. Beixog 18.0 r (38%), T.
. 185-187°C, R; 0.57 (arunanerar—0en3ou, 1:10).
UK cnextp, v, cm': 1620 (C=C, Ar), 1681 (C=0),
3195 (NH). Cnextp SIMP 'H, 8, m. n.: 1.27 ¢ (6H,
5-Me), 1.81-1.82 m (3H, CHj;), 2.74 ¢ (2H, 6-CH,),
4.58-4.60 m (1H, =CH,), 4.76-4.78 m (1H, =CH,),
4.91-4.93 m (2H, NCH,), 7.18-7.22 m (1H, Ar),
7.26-7.40 m (2H, Ar), 7.96-8.00 m (1H, Ar), 12.06 ym.
¢ (1H, NH). Cnextp SIMP 3C, §¢, M. 1.: 20.4 (CH;),
25.1 (5-Me), 32.6 (C°), 44.3 (6-CH,), 49.7 (NCH,),
109.2 (=CH,), 116.6, 124.7 (CH), 125.1, 126.1 (CH),
127.7 (CH), 130.4 (CH), 136.5, 138.1, 142.6, 158.5
(CO), 175.8 (CS). Haiineno, %: C 69.03; H 6.58; N
8.82; S 10.42. C,gH,(N,OS. Brruncneno, %: C 69.20;
H 6.45; N 8.97; S 10.26.

5,5-AumeTni-3-(2-MeTHIAJINI)-2-MeTHIICYJIb(ha-
HUWJI-5,6-nuruapo6en3o| ]| xunazonun-4(3 H)-ou (4).
Cwmech 2.18 r (7 MMoOIIb) 2-THOKCOOEH30[ /| XMHA30IMHA
3, 0.45 r (8 mMmoub) ruapokcua kamus, 30 M adc.
sradona kunsatuiau 10 MuH, 3aTeM gobapmsu 1.14 ¢
(8 MMOITB) METHITHONIA U TIPOOIKAIH KUATITIEHUE
eme 12 4. PeakiioHHy10 CMeCh OXJIaXK/Iaiu, JOOABIISIIN
20 mn Boxbl. Ocanok OTGUIBTPOBBIBAIN, TIPOMBIBAIH
BOJIOH, TIEPEKPUCTAIUTA30BBIBAIIA U3 ATAHOJA U CYIIWIN
Ha Bo3nyxe. Boixon 1.9 1 (83%), 1. mun. 132-133°C, R;
0.66 (sTunauerar—6enson, 1:10). UK cnextp, v, cM
1603 (C=C, Ar), 1655 (C=0). Cextp SIMP 'H, §, m. 1.:
1.34 ¢ (6H, 5-Me), 1.79-1.81 m (3H, CH3), 2.66 ¢ (3H,
SCH;), 2.76 ¢ (2H, 6-CH,), 4.55-4.59 m (2H, NCH,),
4.62—4.65 m (1H, =CH,), 4.85-4.88 m (1H, =CH,),
7.11-7.16 m (1H, Ar), 7.22-7.33 m (2H, Ar), 8.06-8.11
M (1H, Ar). Criextp SIMP 13C, §(, m. 1.: 14.2 (SCH;),
19.8 (CH;), 25.6 (5-Me), 32.9 (C°), 44.1 (6-CH,), 47.6
(NCH,), 110.7 (=CH,), 120.1, 124.8 (CH), 125.9(CH),
127.2 (CH), 129.6 (CH), 131.7, 136.3, 137.8, 150.7,
159.2 (CO), 159.7 (CS). Haiineno, %: C 69.77; H 6.93;

N 8.44; 8 9.97. C,oH,,N,08S. Berunceno, %: C 69.90;
H 6.79; N 8.58; S 9.82.

5,5-AumeTnii-3-(2-MeTHIANINIT)-2-ITHIICY I b-
banna-5,6-quruapoodenso| .| xunazonun-4(3 H)-on
(5) cuHTE3UpOBAIN AHAJIOTUYHO, Ucnonb3ys 1.092 r
(8 MMomB) moztucroro 3tuna. Beixon 1.9 r (80%), 1. .
82-83°C (EtOH), R; 0.64 (sTmnanerar—0Oen3om, 1:10).
UK crextp, v, cMm~': 1600 (C=C, Ar), 1664 (C=0).
Cnextp AMP 'H, §, m. 1.: 1.34 ¢ (6H, 5-Me), 1.47 v (3H,
SCH,CHj;, J 7.3 I'm), 1.79-1.81 m (3H, CH3), 2.77 ¢ (2H,
6-CH,), 3.29 x (2H, SCH,CH;, J 7.3 '), 4.53—4.57 m
(2H, NCH,), 4.60-4.63 m (1H, =CH,), 4.84-4.87 m (1H,
=CH,), 7.12-7.17 m (1H, Ar), 7.22-7.33 m (2H, Ar),
8.01-8.06 m (1H, Ar). Cextp SIMP 13C, §¢, m. n1.: 13.7
(SCH,CH3), 19.8 (CH3), 25.6 (5-Me), 25.7 (SCH,), 32.9
(C3), 44.2 (6-CH,), 47.6 (NCH,), 110.5 (=CH,), 120.2,
124.6 (CH), 125.9(CH), 127.3 (CH), 129.5 (CH), 131.7,
136.3,137.7, 150.7, 158.8 (CO), 159.8 (CS). Haiineno,
%: C 70.66; H 7.26; N 8.08; S 9.55. C,yH,4N,OS. BrI-
gucieHo, %: C 70.55; H7.10; N 8.23; S 9.42.

5,5-AumeTnin-3-(2-MeTHIANINI)-2-NIPONUIICY/Ib-
panna-5,6-quruapodensols]xunazonun-4(3 H)-on
(6) cuHTEe3UpPOBATN aHAIIOTUYHO, UCTONb3ys 0.92 T
(7.5 mmomnp) npormnbpomuaa. Berxon 2.2 T (89%), T.
1. 88—89°C (EtOH), R 0.64 (3Tunanerar—OeH301,
1:10). UK crextp, v, cM': 1604 (C=C, Ar), 1668 (C=0).
Cnektp SIMP 'H, §, m. 1.: 1.09 T (3H, CH,CHj;,J 7.3 T'n),
1.33 ¢ (6H, 5-Me), 1.79-1.81 m (3H, CH;), 1.84 T (2H,
SCH,CH,, J 7.1 I'm), 2.76 ¢ (2H, 6-CH,), 3.26 T (2H,
SCH,, J 7.1 I'n), 4.55-4.58 m (2H, NCH,), 4.60-4.62
M (1H, =CH,), 4.84-4.87 m (1H, =CH,), 7.12-7.16 m
(1H, Ar), 7.22-7.33 m (2H, Ar), 8.00-8.04 m (1H, Ar).
Cnektp SIMP 13C, 8¢, m. 1.: 12.9 (CH,CH;), 19.8 (CH,),
21.7 (CH,;), 25.6 (5-Me), 32.9 (C), 33.2 8 (CH,), 44.2
(6-CH,), 47.6 (NCH,), 110.5(=CH,), 120.2, 124.5 (CH),
125.9(CH), 127.3 (CH), 129.5 (CH), 131.7, 136.3, 137.8,
150.7, 158.8 (CO), 159.8 (CS). Haiineno, %: C 71.01;
H7.53; N 7.74; S 9.16. C,;H,,N,OS. Brruncneno, %:
C71.15; H7.39; N 7.90; S 9.04.

5,5-lumeTna-2-uzonponuiacyibpanni-3-(2-
MeTUWIAJUIWI)-S,6-nuruapodenso| ] xunazonun-4(3H)-
oH (7) cuHTE3UPOBATIU AHAIOTUYHO, UCTIONB3Ys 0.92 T
(7.5 mmomnb) m3onponmnopomua. Berxox 2.0 T (81%),
T. 1. 105-106°C (EtOH), R; 0.68 (3Tmnanerar—OeH-
301, 1:10). UK cnektp, v, cm™': 1603 (C=C, Ar), 1661
(C=0). Cnextp SIMP 'H, §, m. 1.: 1.33 ¢ (6H, 5-Me),
1.50 n (6H, CH;, J 6.9), 1.79-1.81 m (3H, CH5), 2.77
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¢ (2H, 6-CH,), 4.13 ¢ (1H, SCH, J 6.9 T'n), 4.55-4.59
M (2H, NCH,), 4.62-4.65 m (1H, =CH,), 4.85-4.88 M
(1H, =CH,), 7.11-7.16 m (1H, Ar), 7.22-7.33 m (2H,
Ar), 8.06-8.11 m (1H, Ar). Cniekrp SIMP 13C, §¢, m. 1.:
19.9 (CH,), 22.2 [CH(CH,),], 25.6 (5-Me), 32.9 (C),
37.0 (SCH), 44.2 (6-CH,), 47.6 (NCH,), 110.4(=CH,),
120.2, 124.5 (CH), 126.0 (CH), 127.3 (CH), 129.5
(CH), 131.7, 136.3, 137.7, 150.8, 158.8 (CO), 159.7
(CS). Haitneno, %: C 71.29; H 7.55; N 7.74; S 9.21.
C, Hy4N,OS. Brruucneno, %: C 71.15; H 7.39; N
7.90; S 9.04.

2-Ansmicyiabdannia-5,5-gumernna-3-(2-MeTuIa-
aJani)-5,6-quruapooden3so| 1| xunazonun-4(3H)-on
(8) cunTe3upoBaTM aHAIOTUYHO, UCTONB3ys 0.85 T
(7 Mmmop) armunopomuaa. Beixon 2.1 1 (85%), T. .
94-95°C (EtOH), R;0.60 (3tumanerar—6en3on, 1:10). UK
cnextp, v, eM : 1600 (C=C, Ar), 1661 (C=0). Cniextp
SMP 'H, §, m. 1.: 1.34 ¢ (6H, 5-Me), 1.79-1.81 m (3H,
CH,), 2.77 ¢ (2H, 6-CH,), 3.96 n. T (2H, SCH,, J 6.9,
1.1 I'mm), 4.55-4.58 m (2H, NCH,), 4.61-4.63 M (1H,
=CH,), 4.85-4.88 m (1H, =CH,), 5.17 n. n. T (1H, CH
=CH,,J10.1, 1.4, 1.1 T), 5.36 n. 1. T (1H, CH =CH,,
J17.0,1.4,1.1Tu), 6.00 n. n. T (1H,=CH, J 17.0, 10.1,
6.9 I'n), 7.12-7.17 m (1H, Ar), 7.23-7.34 m (2H, Ar),
8.02-8.06 M (1H, Ar). Cniektp SIMP 13C, §(, m. 1.: 19.8
(CH,), 25.5 (5-Me), 32.9 (C%), 34.0 (SCH,), 44.1 (6-
CH,), 47.7 (NCH,), 110.6(=CH,), 118.1 (CH =CH,),
120.3, 124.7 (CH), 126.0(CH), 127.3 (CH), 129.6 (CH),
131.6, 132.2 (=CH), 136.3, 137.7, 150.7, 158.2 (CO),
159.7 (CS). Haiineno, %: C 71.42; H 6.99; N 7.82; S
9.22. C,;Hy4N,OS. Brruucneno, %: C 71.55; H 6.86;
N 7.95; S 9.10.

2-Byruiacyasganunia-5,5-numeTnna-3-(2-meTui-
ani)-5,6-quruapoden3o| /1] xunazonun-4(3H)-on
(9) cuHTEe3UpOBaIU aHAJIOTUYHO, Ucnob3ys 0.96 T
(7 mmonp) OyTunopomuaa. Berxon 2.3 2 (89%), T. m.
89-90°C (EtOH), R;0.59 (arunanerar—6enson, 1:10). UK
cextp, v, cM ' 1603 (C=C, Ar), 1665 (C=0). Criektp
SIMP 'H, 8, m. 1.: 0.99 1 (3H, CH,CH;, J 7.3 ), 1.33 ¢
(6H, 5-Me), 1.46—1.58 m (2H, CH,CH;), 1.74-1.84 m
(2H, SCH,CH,), 1.79-1.81 m (3H, CHj;), 2.77 ¢ (2H,
6-CH,), 3.28 T (2H, SCH,, J 7.2 I'n), 4.55-4.57 m (2H,
NCH,), 4.60-4.62 m (1H, =CH,), 4.84-4.86 m (1H,
=CH,), 7.12-7.16 m (1H, Ar), 7.22-7.33 m (2H, Ar),
8.00-8.04 m (1H, Ar). Cniextp SIMP 1*C, 5, m. 11.: 3.2
(CH,CHy), 19.9 (CH,), 21.4 (CHj;), 25.6 (5-Me), 30.3
(CH,), 31.0 (CH,), 32.9 (C%), 44.2 (6-CH,), 47.6 (NCH,),
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110.5 (=CH,), 120.2, 124.6 (CH), 125.9 (CH), 127.3
(CH), 129.5 (CH), 131.7, 136.3, 137.8, 150.7, 158.9
(CO), 159.8 (CS). Haiineno, %: C 71.86; H 7.53; N
7.48; S 8.87. C5,H,gN,OS. Berancneno, %: C 71.70;
H 7.66; N 7.60; S 8.70.

2-bensuiacyiabpanni-5,5-numeTna-3-(2-MeTuJi-
anang)-5,6-quruapooenso| 1] xunazonun-4(3 H)-on
(10) cunTE3UpOBAIM AHAIOTUYHO, UCTIONB3Ys 0.89 T
(7 mmop) 6em3mxiopuaa. Berxom 2.3 1 (82%), 1. 1.
109-110°C (EtOH), R 0.55 (atmmanerar—0enH3011,
1:10). UK cnextp, v, cMm~': 1603 (C=C, Ar), 1670
(C=0). Cnextp SIMP 'H, §, m. 1.: 1.35 ¢ (6H, 5-Me),
1.78-1.80 m (3H, CHj), 2.78 m (2H, 6-CH,), 4.56 ¢
(2H, SCH,), 4.55-4.57 m (2H, NCH,), 4.61-4.63 m
(1H, =CH,), 4.84-4.87 m (1H, =CH,), 7.13-7.17 m
(1H, Ar), 7.21-7.34 m (5H, Ar), 7.38-7.42 m (2H, Ar),
8.05-8.09 m (1H, Ar). Criextp SIMP 13C, §¢, m. 1. 19.8
(CHj), 25.6 (5-Me), 32.9 (C), 35.8 (SCH,), 44.1 (6-
CH,), 47.7 (NCH,), 110.6 (=CH,), 120.5, 124.8 (CH),
126.0 (CH), 127.3 (CH), 128.0 (2CH), 128.5 (2CH),
129.6 (CH), 131.6, 135.5, 136.3, 137.7, 150.7, 158.6
(CO), 159.7 (CS). Haitgeno, %: C 74.43; H 6.67; N
6.81; S 7.84. C,5H,¢N,OS. Beruncneno, %: C 74.59;
H 6.51; N 6.96; S 7.97.

5,5-IumeTuin-3-(2-merunannni)-2-[(4-meTuJ-
0eH3umI)cyabphanmnn]-5,6-1uruapodeH3o| 1] xuHa30uH-
4(3H)-on (11) cuHTE3UPOBATIN AHATIOTUYHO, UCTIONb3YS
0.98 r (7 MMoJ1B) 4-MeTuOeH3WIXIOpUIa. Beixon 2.5 T
(86%), 1. 1. 148—-149°C (BuOH), R; 0.62 (sTmnare-
tar—6en3on, 1:10). UK cnektp, v, cM': 1604 (C=C,
Ar), 1668 (C=0). Cnextp SIMP 'H, 8, m. 1.: 1.34 ¢ (6H,
5-Me), 1.77-1.79 m (3H, CH3;), 2.33 ¢ (3H, C(H,CH;),
2.78 ¢, (2H, 6-CH,), 4.51 ¢ (2H, SCH,), 4.54-4.56 m
(2H, NCH,), 4.60—4.62 m (1H, =CH,), 4.84-4.86 m (1H,
=CH,), 7.03-7.11 m (2H, Ar), 7.13-7.17 m (1H, Ar),
7.23-7.34 m (4H, Ar), 8.06-8.10 m (1H, Ar). Crextp
SIMP 13C, 8¢, m. 11.: 19.8 (CH,), 20.5 (C¢H5CHjy), 25.5
(5-Me), 32.9 (C%), 35.6 (SCH,), 44.1 (6-CH,), 47.7
(NCH,), 110.6 (=CH,), 120.4, 124.8 (CH), 126.0 (CH),
127.3 (CH), 128.5 (2CH), 128.6 (2CH), 129.6 (CH),
131.6, 132.3, 136.2, 136.3, 137.7, 150.7, 158.7 (CO),
159.7 (CS). Haiineno, %: C 74.83; H 6.61; N 6.86; S
7.69. C,sHygN,OS. Brruucneno, %: C 74.96; H 6.77,
N 6.72; S 7.70.

2-T'uapa3suHuiI-5,5-1umMeTna-3-(2-MeTuaanaumn)-

5,6-muruapooden3o| /| xunazonun-4(3H)-ou (12). Cmech
10.0 (30 MMOJIB) THOKCOOCH30XMHA30aMHA 3 1 50 MIT
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THIIPA3UHTHIpaTa KATATIIN 4 9. PeakimoHHy0 cMech
oxJytaxxaanu u npudasisuty 100 Mt eastHoit Bonbl. BeI-
MaBUIMH 0CaIOK OTQHIETPOBBIBAIIH, IPOMBIBAIIN BOJIOH,
3aTeM ATaHOJIOM U CYIIMIW Ha Bo3ayxe. Boixon 8.2 ¢
(88%), T. . 214-216°C, R;0.51 (meTaHon1—-0eH301M,
1:1). UK crektp, v, cM': 1604 (C=C, Ar), 1631 (C=N),
1663 (C=0), 3150-3330 (NH, NH,). Cniektp IMP 'H, §,
M. a.: 1.30 ¢ (6H, 5-Me), 1.76-1.78 m (3H, CH;),2.72 ¢
(2H, 6-CH,), 4.21 ym. ¢ (2H, NH,), 4.47-4.51 m (1H,
=CH,), 4.76-4.79 m (1H, =CH,), 7.08-7.13 m (1H, Ar),
7.20-7.29 m (2H, Ar), 7.8 ym. ¢ (1H, NH), 8.11-8.17 m
(1H, Ar). Cnextp SIMP 13C, d¢c, M. 1.: 19.8 (CH3), 26.1
(5-Me,), 32.7 (C%), 43.7 (NCH,), 44.7 (6-CH,), 109.3
(=CH,), 114.3, 125.0 (CH), 125.6 (CH), 127.0 (CH), 129.0
(CH), 132.6, 136.5, 138.8, 151.6, 153.9, 160.3 (CO).
Haiineno, %: C 69.79; H 7.02; N 18.21. C,3H,,N,O.
Brruucaeno, %: C 69.65; H 7.14; N 18.05.

2-(2-I'uaApOKCUITUIAMHUHO)-5,5-1uMeTHJI-5,6-
auruapooden3ol ] xunazonun-4(3H)-ou (13). Cmech
3.12 v (10 MmMoIB) 2-THOKCOOEH30[ /1 |XMHA30JIMHA H
15 M1 amMmrHOATaHONIA KUIIATHIN B TeueHue 20 9, 3a-
teM no6apmsuta 100 M Bobl. BrinaBiime KpuCTauIbl
OT(UIBTPOBBIBAIIN U MEPEKPUCTAILTM30BBIBAIH 13 60%-
Horo 3taHona. Berxon 1.5 1 (44%), T. ot 169—-170°C, R,
0.68 (xnopodopm—metanon, 6:1). UK crekrp, v, cm
1610 (C=C, Ar), 1635 (C=N), 1660 (C=0), 3200-3400
(OH, NH). Cnextp SIMP 'H, &, m.z1.: 1.28 ¢ (6H, 5-Me),
2.66 ¢ (2H, 6-CH,), 3.49 a. T (2H, NHCH,CH,OH, J
5.3,5.0I'm), 3.62 T (2H, NHCH,CH,OH, J 5.0 I'r), 4.64
yur. ¢ (1H, OH), 6.21 ym. T (1H, NHCH,, J 5.3 I'n),
7.03-7.08 m (1H, Ar), 7.16-7.23 m (2H, Ar), 7.99-8.04 m
(1H, Ar), 10.38 ymu. ¢ (1H, 3-NH). Cnexrp SIMP 13C, dcs
M. 1.: 26.4 (5-Me), 32.9 (C%), 42.8 (6-CH,), 44.9 (NCH,),
60.1 (OCH,), 114.9, 125.2 (CH), 125.7 (CH), 127.1
(CH), 128.9 (CH), 133.0, 136.6, 152.6, 154.2, 162.1.
Haiineno, %: C 67.48; H 6.54; N 14.89. C;4sH;oN30,.
Beruucneno, %: C 67.35; H6.71; N 14.73.

2-(3-I'mapoxkcunponuia)aMuHo-5,5-1uMeTH.I-5,6-
auruapodensol h]xunazonun-4(3H)-ou (14) nonyuanu
aHajgorudao u3 3.12 v (10 Mmois) 2-THOKCOOEH30| /1]-
xuHa3onuHa 3 u 15 mur amuHoNponanona. Beixon 1.6 T
(54%), T. . 116-118°C, R;0.46 (xopohopm—meTaHodm,
6:1). UK cniektp, v, cM': 1589 (C=C, Ar), 1637 (C=0),
3150-3400 (OH, NH). Cextp SIMP 'H, 8, m. 1.: 1.28 ¢
(6H, 5-Me), 1.70-1.80 m (2H, CH,), 2.66 ¢ (2H, 6-CH,),
3.47-3.57 m (4H, NCH, + OCH,), 4.30 ymr. ¢ (1H,
OH), 6.04 yu. T (1H, NHCH,, J 5.6 T'r), 7.03—7.10 m

(1H, Ar), 7.16-7.23 m (2H, Ar), 7.99-8.05 m (1H, Ar),
10.37 yur. ¢ (1H, 3-NH). Cnextp SIMP 13C, 5, m. 1.
26.3 (5-Me), 31.8 (CH,), 32.8 (C%), 37.2 (6-CH,), 44.9
(NCH,), 58.3 (OCH,), 114.7, 125.1 (CH), 125.7 (CH),
126.9 (CH), 128.8 (CH), 133, 136.5, 152.5, 154.1, 162.
Haiineno, %: C 68.07; H 7.25; N 14.21. C{;H,N;0,.
Beraucneno, %: C 68.20; H 7.07; N 14.04.

6,6,10,10-TerpameTni-9,10-quruapo-SH-6en3olh]-
THAa30J0[2,3-b|xunazoaun-7(6H)-on (15). Cmech
3.12 r (10 MmMoitb) 2-THOKCOOCH30[/1|XxHA30MHA 3 U
15 mut 6en3mnamuHa KunsaTiId 20 4, 3aTeM 0XJ1a)K1aau
u no6asnsut 100 M1 Boabl. BeimaBiue KpucTauibl
OT(WIETPOBBIBATHN U TIEPEKPUCTAITU3OBBIBAIN U3 OY-
taHona. Bexon 2.2 r (71%), 1. mn. 178-180°C, R;0.75
(>tunanerar—6enson, 1:1). UK cnextp, v, cM': 1602
(C=C, Ar), 1638 (C=0). Cnextp IMP 'H, §, m. 1.:
1.34 ¢ (6H, 5-Me), 1.69 ¢ (6H, CHj), 2.75 ¢ (2H, 6-CH,),
4.18 ¢ (2H, NCH,), 7.10-7.15 m (1H, Ar), 7.20-7.32 m
(2H, Ar), 7.99-8.04 m (1H, Ar). Cnextp AMP 3C,
8¢, M. 11.: 25.6 (5-Me), 28.3 (2CH;), 32.9 (C), 44.1
(6-CH,), 49.6 (NCH,), 60.3 (C), 120.8, 125.2 (CH),
125.9 (CH), 127.1 (CH), 129.5 (CH), 131.4, 136.0,
153.2, 159.4, 161.1 (CO). Macc-cniektp, m/z: 314.14
[M]". Haiizeno, %: C 69.33; H 6.30; N 8.81; S 10.33.
Ci3H,oN,OS. M 314.14. Beraucneno, %: C 69.20; H
6.45; N 8.97; S 10.26.
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Synthesis and Some Regularities of Transformations
of 5,5-Dimethyl-3-(2-methylalyl)-2-thioxo-2,3,5,6-
tetrahydrobenzo|/]quinazoline-4(1H)-one.
Antibacterial Activity of the Obtained Compounds
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Based on ethyl 1-amino-3,3-dimethyl-3,4-dihydronaphthalene-2-carboxylate (amino ester), a method for
the synthesis of 5,5-dimethyl-3-(2-methylallyl)-2-thioxo-2,3,5,6-tetrahydrobenzo[ #]quinazoline-4(1H)-one
was developed. The latter was alkylated with halides of various structures, resulting in the production of
2-alkylsulfanyl-5,5-dimethyl-3-(2-methylallyl)-5, 6-dihydrobenzo[/]quinazoline-4(3H)-ones. By condensa-
tion of thioxobenzoquinazoline with hydrazine hydrate, 2-hydrazinyl-5,5-dimethyl-3-(2-methylallyl)-5,6-
dihydrobenzo[/]quinazoline-4(3H)-one was synthesized, but similar reactions with 2-ethanolamine and
3-propanolamine proceeded abnormally with the formation of 2-(2-hydroxyethyl)amino-5,5-dimethyl-5,6-
dihydrobenzo[/]quinazoline-4(3H)-one and 2-(3-hydroxypropyl)amino-5,5-dimethyl-5,6-dihydrobenzo[/]-
quinazoline-4(3H)-one, respectively. The interaction of the indicated thioxobenzoquinazoline with benzylamine
proceeds with intramolecular cyclization with the formation of 6,6,10,10-tetramethyl-9,10-dihydro-5H-benzo[/]-
thiazolo[2,3-bh]quinazoline-7(6H)-one. The antibacterial properties of the synthesized compounds were studied. It
was found that the studied compounds have antibacterial activity.

Keywords: condensation, thioxobenzoquinazoline, intramolecular cyclization, sulfanylsubstituted, alkylation,
antibacterial activity
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