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BBEJIEHUE

[MupnmuouH 1 ero (yHKUMOHAJIBHBIE ITPOM3-
BOIHBIC (B TOM YKCIIC ¥ JTUTHUAPOITMPUMUINH) UMe-
10T OOJIBIIIOE 3HAYeHME, TaK KaK 3TU COeNUHEHUS
MPUCYTCTBYIOT B KJIETKAX BCEX KMBBLIX OPraHU3MOB
¥ TIPUHUMAIOT yJacTHe B BaXKHBIX OMOJIOTMUYCCKUX
npoueccax. Ormeuaercs [1], 4YTO MUPUMUAUHOBBIN
UK HaxomuTcs Ha 14 mecre m3 100 mo yacrtore
WCIOJb30BaHUSI B JIEKAPCTBEHHBIX IIperiaparax.
ITupUMUAMHOBBIN (PparMeHT SIBISIETCS W3BECTHBIM
W TIepCHeKTMBHBIM (dapMakodopoM. Cpemu pas-
JIMYHBIX BUIOB (DapMaKOJIOTMIECKO AaKTUBHOCTHU
MPOM3BOOHEIX TUPUMUIMHOB MOXHO BBIICIUTH

MIPOTHUBOTYOEPKYJIC3HYIO, MPOTHUBOBUPYCHYIO,
AHTUOAKTEPUAIbHYIO,  MPOTUBOBOCHAIUTEILHYIO,
MMMYHOMOIYJIUPYIOIIYIO, MPOTHBOOITYXOJIEBYIO

1 MHorue npyrue [2—7]. B To Xe BpeMsi He MeHee
LIEHHBIM, MUHTEPECHBIM W MEPCIEKTUBHBIM KJIACCOM
TeTePOLIMKITTICCKIX COSTMHEHWI IUTSI METUIIMHCKOM
u (apMaleBTUYECKON XMMUU SIBISIIOTCST  a30JIbl,
a UMEHHO CUM- W 8uUly-TPUA30JIbl U TETPa30jl, O YeM
CBUICTELCTBYIOT MHOTOUYMCIEHHbBIC MCCIICI0BAHUS
[8—13]. Ucxonst U3 3TOro, MOXHO IPEIIIONOKUTD,

YTO HaMpaBJIEHHbIM CUHTE3 OM- Y TTOJIUIIUKIMYECKUX
CHUCTEM, B CTPYKTYPE KOTOPBIX IPUCYTCTBYET COUECTA-
HUE HECKOJIBKMX PA3JIMYHBIX 110 IMIPUPOIEC a3aLlIUKIU -
YeCcKUX (pparMeHTOB, MOXET MPUBECTU K CO3AAHUIO
HOBBIX COCAMHEHUIA, TTOTCHLIMAIbHO MPOSIBJISIOLINX
LIMPOKHUI CHEKTP OUOJOTMYECKOI

C menplo HAIpaBICHHOTO CHHTe3a (DYHKIIM-
OHAJIbHO  3aMEIIeHHBIX  4,7-TUTHIPOTETPa3O-
Jao[1,5-a]JnupuMyUAMHOB HaMM OblIa MpoOBeAeHa
TPEXKOMITOHEHTHAasT ONHOPEaKTOpPHAasl peaKiIus
bumxuHem ¢ npuMeHeHUEM B KaueCTBe 9KBUBa-
JIEHTa MOYEBHUHBI S-aMUHOTETpa3ona (cxema 1).

PE3VJIBTATBI 1 OBCYXIEHUE

B pesynbrate KoHaeHcauuu auetuiaaneToHa (1),
apoMaTu4ecKux 2a—b anbaeruaoB M S-aMUHOTET-
pa3ofa (3) B OTCYTCTBUME PACTBOPUTEIS U KaTaln3a-
topa npu 95—100°C (B yciaoBuUsIX paciljiaBa) ObUIH
TOJIy4YEHBI COOTBETCTBYIOIIME 7-apUI3aMEIIEHHBIE
4,7-muruaporerpa3ono|l,5-a|mmpumununas 4a—b.
MoOXHO TpennoIoXWTh, YTO OOpa3oBaHME Iie-
JIEBBIX BellleCTB 4a—b IIpOTeKaeT 110 CIIeAYIOIICI
cxeme (cxema 2).
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Ha nmepBoii cTanuy mpoucXoauT KOHAEHCAIUS
alleTWIAlleTOHA M apoMaTU4YecKoro (rerepoapo-
MaTUIECKOIO) ajipleruaa ¢ odopa3oBaHHEM HEHa-
CBILLIEHHOTO [3-IMKapOOHWJILHOTO COEAUHEHMUS
A, KoTopoe B pe3yjibTaTe ITOCIEAyIOIIel aTaKu
5-aMUHOTETpa30joM (popMUPYeT HHTEpMeauar
B, HukIM3anus KOToporo U MpUBOIUT K 1I€JIE€BBIM
4,7-nuruaporeTpas3ono|1,5-a|mupuMUINTHOBEIM
coenqrHeHUsIM. TTonyyeHHbIe TPOAYKThI MPEACTaB-
JISIOT COOOI BBICOKOITJIABKME CTab0OKpaIlleHHbIE
KpUCTAZINYECKUE BeEIleCTBA C OIrpaHUYECHHOM
PacTBOPUMOCTBIO B OpTaHMYECKHUX PACTBOPUTEIISIX.

B cnekrpax AMP BC npucyTcTBYIOT Xapak-
TE€PHbIE CUTHAJIBI aTOMOB YTIJIepOoaa B MOJIOKEHUSIX
C’, C* u C° B obmactu 59.3—59.9, 107.8—108.0
u 146.6—147.0 M.o. COOTBETCTBEHHO. B crmekTpax
SAMP 'H ¢dukcupylorcs XapakTepHble CUTHAJIBI
MPOTOHOB B Buae cuHIeTa npu C’ B MHTepBale
6.44—6.45 M.1., a TakKe yImupeHHbI cuHriaeT NH-
TPYIITBI MUPUMUIMHOBOTO IIMKJIA TIpH 3.33 M.1I.

BaxkHO OTMETHUTB, YTO ITPU BBEACHUHU B PEAKLINIO
XJIOp- U METOKCH3aMEILIEHHBIX apoOMaTUYECKUX
anpaernnos mpu 150—160°C [14] ObLIM BbIIEIEHBI
5-(2-apunateHun)-7-metuntrerpaszonoll,5-alnu-
PUMUIWHEL, YTO CBUIETEILCTBYET O BIUSHUN TEM-
nepaTyphl Ha OYepeTHOCTh KacKaaa IpeBpalleHUin
M, KaK CJIECTBHE, HaIIpaBJIeHE PeaKIInU.

R = Ph- (a), 4-Br-Ph- (b)

Jlanee mpu MCIOJB30BAHMU B KAa4eCTBE DKBU-
BaJIcHTa MOYEBMHBI B pEaKkLMI0 ObLI BOBJICYECH
2(3)-amuHO-cum-Tpuazona (5), 4TO MO3BOJUIIO
CUHTE3UPOBATh 7-apWi- U 7-TeTapuj3aMellleHHbIe
1,2,4-tpuazono[1,5-a|mupumMunuael 6,7 ¢ BBIXO-
namu 6osee 30% (cxema 3).

B cnekrpax JAMP "3C uenesbix BelectB 6, 7
MPUCYTCTBYIOT XapaKTepHBIE CUTHAJIbl AaTOMOB
yriepona B mojoxeHusx C’, C°* u C° B ob0ja-
ctr 52.3—59.3, 106.8—107.8 u 147.2—147.3 M.1. co-
oTBeTcTBeHHO. B ciekTpax AIMP 'H ¢pukcupyrorcs
XapaKTepHbIe CUTHAJIbI IPOTOHOB B BUJIE CUHIJIETA
npu C’ B uHtepBajie 6.43—6.74 M.1., a TAaKXKe Y-
peHHbIA cuHraeT NH-rpynmnbl mTUpUMUANHOBOTO
uKiaa npu 3.38 m.o.

Coemunenus 4a,b, 6 1 7 U3y4eHHI C TIOMOIIIBIO
METOJa CHHXPOHHOTO TEPMUUYECKOTO aHAJIN3a C O]~
HOBPEMEHHOMN pPErucTpalueid KpMBBIX TEpMOTIpa-
pumMmeTpun (TT) n inddepeHIMATBHON CKaHNPYIO-
meit kagopuMerpuu (JACK). st coemnnenuii 4a,b
HaOJII0AAI0TCS SHAOTEpMUYECKUE UK Tipu 254.9
n 268.3 C, coorBeTcTBeHHO (pHC. 1), KOTOpBIE 00Y-
CJTIOBJICHHI TUIaBJIeHNEM OOpa3lioB, M MPU TaHHBIX
3HAUYCHUIX TeMIIepaTyphl Macca oopa3ia He u3Me-
Hsiercs (puc. 2). Jdanee npu temmeparype 320.9 C
(coenunenue 4a) u 337.6 C (coemuHeHue 4b)
HaOJII0mMaIoTCsl SHAOTEpMUYECKIE ITMKU, 00YCIOB-
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Cxema 3
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JIeHHbIe (Da30BBIM IIEPEXOAOM KMIKOCTh—Tas3,
TaK Kak IpU YKa3aHHBIX 3HAUYEHUSX HaO0gaeTCs
MHTEHCUBHAs MOTEPs Macchl obpaszuamu (puc. 2).
Takum 06pa3oM, MOXHO cliejaTh BEIBOI O TOM, YTO
coenrHeHus 4a,b pu HarpeBaHUM He IIpeTepIie-
BalOT TEPMUUYECKOTO PA3IOXKEHUS U ITOTEPSI MacChl
MIPEeMMYIIECTBEHHO CBsI3aHa ¢ (ha30BBIM IIEpEXO-
JIOM XHMIKOCTb—Ta3 (McrapeHueM). M3BecTHO, 4To

>
(=
1

—4a t k30

Ternosoit acpdpexr, MBt/Mr

) 100 200 300 400 500 600
Temmneparypa, °C

Puc. 1. Kpussie JICK mist 06pa3ios coenvHeHuit 4a,b,
6,7.
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HEKOTOphIe TPOM3BOAHEIE 1.3.5-TpmasuHa mpo-
SBJISIIOT aHAJIOTWYHBIC CBOMCTBA IPU HArpeBaHUU
[15-18].

Jns1 coenrHeHus 6 HabMoaaeTCS HECKOJIBKO IH-
nJoTepMmudeckux nmukos pu 200.2, 216.7 u 267.4 C
(puc. 1). I1pu aTOM TIEepBBIC 2 KA 00YCIOBICHEI
(a30BBIMU TIEpeXomaMU U He CBSI3aHbI C U3MEHE-
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Puc. 2. Kpussie TI" mia o6pasiioB coenuHeHMit 4a,b,
6,7.
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HUEM Macchl oOpasna (puc. 2). TpeTuil nmuk, TaKk
K€ KakK U B cllydyae coeluHeHuit 4a,b, odyciaoBieH
(ha3oBEIM TIEpEXOIO0M XHMIKOCTh—Ta3. OQHAKO ISt
coeaMHEeHMs 6 TakKe perucTpUpOBaIM HEOOIBIIION
sK3oTepmuueckuit Kk Tpu 327.4 C, KOTOpHIi
CB43aH C YAaCTUYHOW TEPMUYECKOUN NECTPYKIIMEN
obpasua. 3ameHa 3amectutens npu C’ B oOpasiie
7 CyIlIeCTBEHHO MEHSET €r0 TepMHYECKHEe XapakK-
tepuctuku. Ha xpusoit JCK (puc. 1), kpome
sHAOoTepMuYeckoro nuka npu 222.1 C, KoTopblid
o0yCJI0oB/IEH IIaBJAeHUEM oOpasla, HaOmomaeTcs
WHTEHCHUBHBIN 3K30TePMUYECKMIA MUK C MaKCH-
myMoM Iipu 331.9 C, KoTophiii 00YCIOBJIEH IPO-
1IECCOM Pa3JIoKeHMSI ¢ TToTepeil Macchl 6ojee 60%
(puc. 2). Kpome Toro, kpusasg TT a1 coenuHeHUS
7 XapaKTepu3yeTcsl caMbIM BBICOKHMM 3HauyeHUEM
TeMIIepaTyphbl Hayaja IOTepU MACChl 1 HaIUIMEeM
neperndoB, UTO MOKET OBITH OOYCJIOBJIECHO CTYTIEH-
YaTBIM XapaKTepOM TEPMUUYECKOTO Ppa3IOXKEeHUS
JAHHOTO COCAUHCHMSI.

o) O (0]
)J\ + M +
H,N NH, Me OEt
8 9

[IpoBeneHmne CUHTE3a B KJIIACCUYECKMX YCIIOBHSIX
peakuuu bumkuHe UM — KUIISTYEeHNE B STUJIOBOM
cnupte B mpucyrctBuu HCI B TeueHue 2 4 — Mo3Bo-
JIVUIO TIOJIYYMTh 1ieJIeBble OM- U MOJIMIINKINIECKIE
CHCTEMBI, B CTPYKType KOTOPBIX ITPUCYTCTBYIOT
pa3IMYHbIE 10 MPUPOJIE a3a- U KapOOIUKINIEeCKIE
¢parmenTsl. Tak, B pe3ynbTaTe OOHOPEAKTOPHOM
peakluy KOHIeHcauuu MoyeBrHBI (8), aTuanero-
anetaTa (9) 1 apoMaTUIECKOTo 2a WIK reTepoapo-
MaTHUYECKOTO 2¢ albIeTUI0B ObUIM ITOJTYYCHBI CO-
OTBETCTBYIOIIME S5-(hYHKIIMOHAIBHO 3aMeIlleHHbIE
3,4-murnnpornmpuMuanH-2-oHbl 10a,b (cxeMma 4).

[Ipu BoBIeYeHMM B OJAHHOIO poIa IIpeBpallle-
HUs TUoMo4eBUHBI (11) ObUIM MOJYYEHBI U UIEH-
TUGULIMPOBAHBI OXMIaeMble S5-(pYHKIIMOHAJIBHO
3aMelIeHHbIe  3,4-TUTUIPpOTUPUMUINH-2-TUOHBI
12a,b (cxema 5).

BaxxHO OTMeTUTb, 4YTO 3aMeHa CHUHTETUYE-
CKOTO 3KBHUBAJICHTa TPEXYIJIEPOAHOIO CHHTOHA
Cé"—C—Cd" atunaneroauerata (9) Ha STWI-2-111-
aHoatertart (13) He IIpUBeJIN K LIEJIEBBIM IIPOIYKTaM
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peakuvu bumxuHenu, Bo Bcex Cayvasax ¢ KoJude-
CTBEHHBIMHU BBIXOJAMM OBLIU ITOJTYYSHBI IIPOTYKTHI
aJIbI0JIbHOM KoHAeHcauny Buga 14a—c (cxema 6),
KaXXIBliA U3 KOTOPBIX BbIACICH B UHINBUIYATbHOM
BUJIC U OXapaKTEePU30BaH.

B cBsI3M ¢ 3TUM ¢ 11e/1bI0 HAKOIUIEHUS TIPOAYK-
ToB 14a—C HamMu OBLIM IIPOBEIEHEI COOTBETCTBYIO-
1Me peakuuy KOHAEHCAllUM apoMaTUYecKux 2a,b
M TeTepoapoOMaTUISCKOIO 2¢ aJIbIETUIOB C STHJI-2-
uaHoauetaToM (13) B yC10BUAX KUIISTYEHUS B 3Ta-
HOJIE B IIPUCYTCTBHHU 3KBUMOJISIPHBIX KOJHUYECTB
nortama. Ilocnenmymooliiee B3aMMOAECHCTBUE IIOJY-
YEeHHBIX Ha MaHHOM 3Talle 3TUJI-O-IHMaHOIIMHHA-
maToB 14a—c¢ ¢ TuomoueBuHoi (11) OTKphIBaeT
BBIXOJ Ha 6-3aMelleHHbIE 4-0KCO-2-THOKCOMUPH-
MuauHbI 15a—c¢ (cxema 7).

IMonyyeHHble 6-3aMelieHHbIE 4-0KCO-2-THOK-
cormupuMuauHe 15a-b HarpeBaau B cpede a3ora
co ckopoctbio 10 C/muH (puc. 3).

ITo panueiM TT-ACK nng coemuHeHuii 15a
n 15b HabmomalOTCs SHAOTEPMUYECKHE TTMKU

Ha kpuBoit JICK mnpu 305 u 273 C, KoTopsble
00yCJIOBJIEHbI TLIaBleHUMEM o00pa3uoB (puc. 3,
4). bonee HM3KOE 3HAUYEHHE TeMIIepaTyphl ILIaB-
JeHuss ob6pasiua 15b, BeposiTHO, OOYCIIOBIEHO
HaauydeM atoMa OpoMa B CTPYKType COEAUHE-
Hus. [1pu 314.3 u 315.9 C naGmomaioTcs ciabbie
9K30TepMUYEeCKHE TTNKU 1151 00pa3noB 15a u 15b,
COOTBETCTBEHHO.

B criektpax AMP *C npoMeKyTOYHBIX TTPOAYK-
ToB 14a—c¢ (DUKCUPYIOTCS XapaKTepPHBIE CUTHAJILI
aTOMOB yIJiepola IIpU ABOMHONM CBSI3U B 006ja-
ctm 1542 n 103.7—105.2 m.o. gng ¢parMeHTOB
CH= u =C cootrBercrBeHHO. B criekrpax AMP 3C
LIeJIEBBIX BellecTB 15a—c¢ IPUCYTCTBYIOT Xapak-
TEepHBIC CUTHAJIBI AaTOMOB YIJIEPOIA B ITOJIOXECHUSIX
C?u C* B obmactu 176.3—178.2, 158.5—159.7 m.x.,
VIJIEpOAOB HUTPWIBHBIX TpPYINI B MHTEpBAJe
114.7—115.9 m.n. B cnekrtpax SAMP 'H ¢ukcu-
PYIOTCS XapaKTepHbIE CUTHAJBI IIPOTOHOB B BUIE
VIIUPEHHBIX CUHTIIETOB N H-TrpyIn nupuMuanHo-
BOTO IYKJA B objactu 12.9—13.2 m.1.

Cxema 6

o(S)

CN

EtO o)
14a-c

R=Ph-(a),4-Br-Ph-(b), )/ )
N, .N

|
Ph

Cxema 7

o o}
NC\)L - )k
OEt
3 R 2a-c
K,CO,
0 o EtOH
refluxe
NC + —_—
OEt R H
13 2a-c

\ CN Jj\ 0

HNT TNH, /
—_— > R N—H
EtO O N
14a-c /
H S
15a-c

R=Ph-(a),4-Br-Ph-(b), N)/ \\N (c)

KYPHAJI OPTAHUYECKOW XUMUWU Tom 60 Ne 6 2024

N
|

Ph



806 COKOJIbHMUKOBA u ap.

100 = — — — —
ettt N — -15a

\\\ .
0l \ 15b

70+ Y\‘

60 - \ e
50 \\ XS
40 ~-
30k
20
10+

S
S
-
~—a

Macca, %
/

0 100 200 300 400 500 600
Temneparypa, °C

Puc. 3. Kpussie TT mist o6pasiioB coenuaeHuit 15a,b

OKCIIEPUMEHTAJIbHAA YACTb

MK crmexkTphl nmoaydeHsl Ha mpudope Infralum
FT-801 B TOHKOM cCjioe Ba3eJIMHOBOTO Macha.
Cnektpsl SMP 'H, BC un SN 3apeructpupoBaHbl
Ha nipubope Bruker AV400 (400.61, 100.13 u 40.55
MT'u coorserctBeHHO) B AMCO-d,. Tepmuueckuit
aHaJIM3 IPOBOIWJIM Ha TEPMOTPaBUMETPUUECKOM
a"Hanuzatope NETZSCH STA449F1 Jupiter
(NETZSCH, I'epmanus). HaBecKy cOOTBETCTBYIO-
mero obpasua Harpebanu oT 35 1o 600 C co cko-
pocthio 15 C/muH. HccrnemoBaHust mpoBOAWIIU
B atMoc(epe aproHa (pacxon aproHa 50 mi/MUH)
B aJTIOMUHUEBBIX TUTJISIX IS quddepeHINaTbHOMN
CKaHUPYIOIIEH KaJIOPUMETPUH.

1-(5-Metun-7-dpenna-4,7-1uruaporeTpaso-
J0[1,5-a]mupumuaun-6-un)ataHon (4a). cmecb 1 1
(0.012 monp) S-amuHotetpazona (3), 1.3 r (0.012
Mousb) anpaervga 2a u 1.1 © (0.012 monb) are-
TwiaueToHa (1) BblIEpXXUBAIU MpU TeMIeparype
95—100°C B TeyeHMe = 2 4 A0 MpeKpalleHUs
BBbIIEJCHUS Ta3a U 3aTBepleBaHUSI peaKIIMOHHOMN
macchl. [lo oKOHYaHMHU peaklMy CMECh OXJIaXIa-
JIM, IPOMBIBAJIM 3TAaHOJOM, BBIIABIIMI OCaIOK
otduasTpoBbiBasi. Beixon 1.0 1 (32%), T.111. 240—
245 C. Cnexrp AMP 'H, 6, m.1.: 2.13 ¢ (3H, CH,),
2.43¢ (3H, C(0)—CH,), 3.33 yur.c (1H, NH nupu-
muauH), 6.45 ¢ (1H, C7 nupumunun), 7.20—7.34
cin.m (5H, Ph). Coexkrp IMP BC (IMCO) §, m.n.:
20.0 (C, mupumunna-CH,), 31.0 (C, C(0)—-CH,),
59.9 (C7, nmupumuaunn), 108.0 (C°, mupuMuanH),
127.8 (2C,, Ph), 128.8 (C, Ph), 129.1 (2C_, Ph),
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Puc. 4. Kpussie ICK mist o6pasiios coenuaeHuit 15a,b

142.1 (Cipso, Ph), 146.6 (C°, nupumunnn), 150.7 (C,
y370Boi1), 195.2 (C, C=0). HaiineHo, %: C 60.97;
H 4.99; N 27.29. C,H,N,O. Bobruucneno, %:
C61.17; H5.13; N 27.43.

AHAJIOTMYHO ObLIM CUHTE3MPOBAHBI COCAMHE-
Hus 4b, 6, 7.

1-(7-(4-bpomdennn)-5-meTna-4,7-1uruapo-
Terpa3ono[ 1,5-a|nupumuaun-6-ua)stanon (4b) us
1.12 r anerunanerona (1), 2.18 r ampoeruma (2b)
u 1 r 5-amunorerpasona (3). Beixon 1.5 r (38%),
1.1, 263—267°C. Cnektp AMP 'H, 6, m.un.: 2.14
¢ (3H, CH,), 2.43 ¢ (3H, C(0)—-CH,), 3.33 yui.c
(1H, NH nupumunun), 6.44 ¢ (1H, C7 nupumn-
nun), 7.23 1 (2H, C_, Ph, *J 8.5 ), 7.50 (2H, C ,
Ph, 3/ 8.5 T'u). Crektp AMP BC (IMCO), §, m.x.:
20.1 (C, mupumununa-CH,), 31.2 (C, C(O)CH,),
59.3 (C7, nupumunun), 107.8 (C6, MMpUMUIUH),
130.0 (2C, Ph), 121.8 (C, Ph), 132.0 (2C, Ph),
141.5 (C,__, Ph), 147.0 (C5, nupumuaun), 150.8
(C, ysnoBoit), 195.0 (C, C=0). Haiineno, %:
C47.07; H 3.52; N 21.13. C,H ,BrN,O. Boruucie-
HO, %: C46.72; H 3.62; N 20.96.

1-(7-(4-bpomdennn)-5-merun-4,7-qurui-
po[1,2,4]rpua3zono[1,5-a]nupumMuaun-6-11)3TAHOH
(6) uz 1 r 2(3)-amuHo-cum-tpnazona (5), 2.22 r
anpaeruna (2b) u 1.2 r anetunauerona (1). Beixon
1.1 T (28%), 1.1 265—270°C. Cnektp AMP 'H,
8, m.1.: 2.14 ¢ (3H, CH,), 2.43 ¢ (3H, C(O)CH,),
3.40 yur.c (1H, NH nupumunun), 6.43 ¢ (1H, C7
nupumuavH), 7.23 1 (2H, C, Ph, *J 8.5 '), 7.50
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(2H, C_, Ph,*J 8.5 I'u), 8.90 ¢ (1H, CH tpuason).
Crnextp AMP C (IMCO), 6, m.a.: 20.1 (C, mupu-
munun-CH,), 31.2 (C, C(O)CH,), 59.3 (C7, nupnu-
munun), 107.8 (C6, mupumuaun), 130.0 2C_, Ph),
121.8 (C, Ph), 132.0 (2C,, Ph), 141.5 (C__, Ph),
147.2 (C5, nmupumuaun), 150.8 (C, C2 tpuazon),
163.0 (C, y3noBoit), 194.3 (C, C=0). HaiineHo, %:
C50.63; H3.66; N 16.77. C, ,H ,BrN,O. Boruucne-
Ho, %: C50.47; H 3.93; N 16.82.

1-(5-Metun-7-(2-dennn-1,2,3-Tpua3zona-
4-un)-4,7-puruapo[1,2,4]rpuaszono[1,5-a]-
mupuvuIuH-6-un)stanod (7) uz 0.49 r 2(3)-amu-
Ho-cum-tpuaszona (5), 1 r anpaeruna (2¢) u 0.58 r
anetrunaneroHa (1).. Beixon 0.87 r (54%), T.m.
210—-215°C. Cnextp SAIMP 'H, 6, m.1.: 2.27 ¢ (3H,
CH,), 244 ¢ (3H, C(O)CH,), 3.38 yur.c (1H,
NH nupumunnun), 6.74 ¢ (1H, C7 nupumMuauH),
7.45—7.90 cn.m (SH, Ph), 8.69 ¢ (1H, CH tpuazon).
Cnektp AMP B3C (IMCO), , m.1.: 20.2 (C, nupu-
munuH-CH,), 31.2 (C, C(O)CH,), 52.3 (C7, nupu-
muauH), 106.8 (C6, nupumuaun), 130.2 (2C_, Ph),
128.3 (C, Ph), 118.8 (2C_, Ph), 139.4 (C,_, Ph),
147.3 (C5, nmupumunun), 150.7 (C, C2 tpmazon),
151.0 (C, y3noBoii), 194.8 (C, C=0), 135.2 (CH,
1,2,3-tpuazomn), 147.8 (C, 1,2,3-tpua3on). Hatine-
HO, %: C 59.63; H 5.02; N 30.78. C,;H ;N,O. BbI-
yucieno, %: C 59.80; H4.71; N 30.51.

DTHI-6-MeTHI-2-0KC0-4-penmn-1,2,3,4-TeTpa-
ruponupumMuInn-S-kapookeunar (10a). K cmecu
1 r (0.009 monb) anbaeruaa 2a, 0.57 r (0.009 Mosib)
moueBUHBI 8 1 1.7 r (0.013 mMonb) aTHIALIETOALIE-
Tata 9 B 5 MJI 9TaHOja H00aBMIM 1 Karulxo KOHII.
HCI. PeakumoHHyI0 cMeCh BBIIEPKUBAIM B TeUe-
HUeE 3 9 Ipy TeMIlepaType KUIIEHNSI PpACTBOPUTEIS.
ITo okoHYaHUIO peaKLMU CMECh OXJIaXKIallk, BhI-
naBIIUK ocagoK OT(GUILTpOBbIBaIU. Beixon 1.3 r
(56%), T.m1. 202—204 C. Cnextp AMP 'H, d, m.1.:
2.26 ¢ (3H, CH’), 1.08 T (3H, CH,—CH,, °J7.6 '),
3.97 xs (2H, CH,CH,, *J 7.6 '), 5.16 ¢ (1H, C4
nupuMuanH), 7.76 yu.c (2H, 2NH nupumunun),
7.21-7.31 ca.m (5H, Ph). Criektp SIMP C (M-
CO), 8, m.n.: 18.2 (C, mupumuann-CH,), 14.5 (C,
CH,CH,), 59.6 (C, CH,CH,), 54.5 (C4, nupumu-
nun), 99.8 (C5, nmupumuaun), 128.8 (2C_, Ph),
127.6 (Cp, Ph), 126.7 (2C_, Ph), 145.3 (Cipso, Ph),
148.7 (C6, mupumuaunH), 152.3 (C2, nUpUMUIVH),
166.8 (C, COOEt). Haiineno, %: C 64.81; H 6.43;
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N 10.67. CH N,0

16 273"

H 6.20; N 10.76.

AHaJIOTUYHO OBLTU MOJyYyeHbl coenuHeHus 10b,
12a,b.

OTun-6-merun-2-okco-4-(2-penna-1,2,3-
Tpuazoa-4-un)-1,2,3,4-TeTparuAponupuMUIAH-5-
kapookcuaat (10b) u3z 1 r anpmeruna (2c), 0.36 r
moueBuHHI (8) 1 1.14 r aTmnaneroanerara (9). Boi-
xon 0.7 v (37%), .. 165—167°C. Crekrp AMP
'H, 6, m.1.: 2.26 ¢ (3H, CH,), 1.12 T (3H, CH,CH,,
*J 7.5 T'n), 4.06 x8 (2H, CH,CH,, °J 7.5 Tn), 5.47
¢ (I1H, C4 nupumuaun), 7.86 yurc (2H, 2NH
nupumuauH), 7.85 ¢ (1H, CH 1,2,3-tpua3ona),
7.36 T (1H, Cp, Ph,*J5.6 '), 7.531(2H, C_, Ph,’J
5.6Tu),7.931(2H, Co, Ph,3/5.6 I'u). Ciektp AMP
PC (IMCO), 6, m.a.: 18.2 (C, nupumuaun-CH,),
14.6 (C, CH,CH,), 59.7 (C, CH,CH,), 47.1 (C4,
nupumuauH), 97.8 (C5, nupumuaun), 130.1
(2C,,, Ph), 128.0 (C, Ph), 118.6 (2C, Ph), 139.6
(Cipso, Ph), 153.2 (C6, mupumuauH), 152.8 (C2,
nmupumuauH), 165.4 (C, COOEt). Haiineno, %:
C58.63; H5.38; N 21.45. C, . H ,N.O,. BeruucneHo,

177 °573°

%: C 58.71; H 5.23; N 21.39.

O1HiI-6-MeTni-4-denua-2-tuokco-1,2,3,4-rer-
paruaponupuMuIuH-5-kapookeuaar (12a) m3 1 r
anpaeruna (2a), 0.65 r ruomouesunnl (11) u 1.14 r
stunaueroauerata (9). Bexon 1.5 r (60%), T.m.
204—-205°C. Cnektp SIMP 'H, &, m.o.: 2.29 ¢
(3H, CH,), 1.09 r 3H, CH,CH,, *J 7.5 T'm), 4.0
kB (2H, CH,CH,, *J 7.5 T'n), 5.19 ¢ (1H, C4 nu-
pumuauH), 9.64 yur.c (2H, 2NH nupumumaun),
7.20—7.35 cnm (5H, Ph). Cnekrp SIMP 'BC
(AMCO), 6, m.1.: 17.7 (C, nupumunun-CH,), 14.5
(C, CH,CH,), 60.1 (C, CH,CH,), 54.6 (C4, nupu-
muauH), 101.3 (C5, nupumunun), 128.1 (2C_, Ph),
129.1 (C,, Ph), 126.9 (2C, Ph), 144.0 (Cpor Ph),
145.5 (C6, nupumuaun), 174.8 (C2, mupUMUIUH),
166.7 (C, COOEt). Haiineno, %: C 61.13; H 6.11;
N 10.23. C,,H, N.O_S. Brruucieno, %: C 60.85;

1477167 272

H 5.84; N 10.14.

OTUua-6-metun-4-(2-peunn-1,2,3-rpua-
30J-4-m1)-2-THoKco-1,2,3,4-TeTparuaponupumn--
JuH-5-kapookceumaar (12b) u3 1 r anpaernpa (2c),
0.42 r TmomoueBuHsl (11) m 1.1 T >TMIaLIETOALIE-
tata (9). Beixonm 0.82 1 (43%), T.rut. 115—120°C.
Cnextp AMP 'H, §, m.1.: 2.32 ¢ (3H, CH,), L.11 T
(3H, CH,CH,, *J 7.4 T'n), 4.06 x (2H, CH,CH,, *J

Beruuciieno, %: C 64.60;
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7.4 Tu), 5.50 ¢ (1H, C4 nupumunux), 9.7 u 10.5
yiui.c (2H, 2NH nupumunnn), 7.89 ¢ (1H, CH
1,2,3-tpuazona), 7.37 o (1H, Cp, Ph, 3J 7.9 T'n),
7.52t(2H, C_, Ph,°J 7.9 T'n), 7.93 n (2H, Co, Ph,
3J7.9 T'u). Criektp AMP BC (IMCO), 6, m.a.: 17.1
(C, mupumuaun-CH,), 14.1 (C, CH,—CH,), 58.9
(C, CH,CH,), 146.1 (C4, nupumunun), 98.9 (C5,
nupumuavH), 129.7 (2C_, Ph), 127.7 (Cp, Ph),
118.2(2C_,Ph),139.1(C,__,Ph),46.6 (C6, mupumu-
auH), 175.2 (C2, nupumunun), 164.7 (C, COOEt).
Haiineno, %:C55.63;H5.17;N20.51.C, . H JN.O,S.

1777572

Brrunciieno, %: C 55.96; H 4.99; N 20.39.

OTun-2-nuano-3-penmnakpunar (14a). cmechb
51 (0.047 monn) anpaernaa 2a, 5.3 r (0.047 monb)
stiin-2-umaHoaueratra 13 u 6.5 v (0.047 Moib)
norama B 40 M1 3TaHOJIA BBIAEPXKUBAIN B TeUEHUE
2 4 TIpu TeMIlepaType KWUIIEHUsI PacTBOPUTEJIS.
ITo OKOHYAHMY peaKIIMU CMECh OXJIaXKAANIN, BbIIY-
BaJld B XOJIOTHYIO BOLY Y HEHTPaAIM30BaIU YKCYC-
HOW KHUCI0TOM. BrimaBimii ocagok oTOUIBTPOBHI-
Banu. Beixon 2.8 T (74%), 1.1 40—43 C.

AHaJIOTMYHO OBbUIM CUHTE3UPOBAHBI COENMHE-
Hus 14b,c.

O1iia-3-(4-opombennn)-2-unanoakpuiaar (14b)
u3 5 r anpaeruna (2b) u 3.05 r aTun-2-1maHoaneTa-
ta (13). Beixon 5.6 v (74%), T.11. 88—93 C.

Otun-2-uuano-3-(2-dennn-1,2,3-Tpuasou-
4-un)akpuaat (14c) uz 1 r anpaeruga (2¢) u 0.65 T
stui-2-uuaHoauerata (13). Boeixon 1.2 v (77%),
T.1. 87—92°C. Cnektp AMP 'H, 6, m.n.: 1.32 T
(3H, CH,CH,, */ 7.5 T'n), 4.32 kx (2H, CH,CH,, *J
7.5 Tu), 836 c¢ (1H, =CH), 8.60 c¢ (1H,
CH-1,2,3-tpuason), 7.50 (1H, C, Ph), 7.61 (2H,
C,,Ph),8.04 (2H, C_, Ph). Cnekrp AMP “C (IM-
CO) 6, m.n.: 14.3 (C, CH,CH,), 63.0 (C, CH,CH,),
105.2 (C, =C(CN)COOEt), 130.3 (2C_, Ph), 129.5
(C,, Ph), 119.4 (2C, Ph), 138.8 (C,_, Ph), 161.6
(C, COOEt), 115.1 (C, CN), 142.3 (C, CH=),
138.8 u 139.8 (2C, 1,2,3-tpuasosn). Haiineno, %:
C62.84,H4.69; N 21.12. C H ,N,O,. Beruucneno,
%: C 62.68; H4.51; N 20.88.

4-0Okco-6-¢ennn-2-tnokco-1,2,3,4-rerparua-
ponupuMHInH-5-KapoonaTpua (15a). cmecp 0.5 1
(0.0025 Momap) B3TUI-2-IIMaHO-3-PeHuIaKpuiaTa
14a, 0.18 r (0.0025 Mosab) THOMOYeBUHEI 11 1 0.35 T
(0.0025 Moab) moTallia B 5 MJI 3TaHOJIA BBIACPXKU-

BaJld B TeueHHUe 2 4 MpU TeMIleparype KUMEeHUS
pactBoputensi. [lo OKOHUAHMU peaklMU CMeCh
OXJTaXIaNIU, BHUIMBAJIU B XOJOAHYIO BOAY U HEii-
TpaJIu30BaJIM YKCYCHOI KMCJOTOW. BbImaBiimit
ocagok otwibTpoBbiBaiv. Beixon 0.24 1 (42%),
1.11. 305°C. Cnektp AMP 'H, 6, m.a.: 12.2 yii.c
(2H, 2NH mwupumunuhn), 7.54—7.70 cnm (5H,
Ph). Cnektp AMP BC (IMCO), 6, m.a.: 158.5
(C4, mupumunus), 90.7 (C5, nupumuaux), 176.3
(C2, nupumuann), 161.0 (C6, nupumuaux), 114.7
(C, CN), 128.7 (2C, Ph), 129.4 (C,, Ph), 128.5
(2C,, Ph), 132.1 (C,__, Ph). Haiineno, %: C 57.44;
H 3.26; N 18.53. C,,H.N,OS. Brruucneno, %:
C 57.63; H 3.08; N 18.33.

AHaJIOTUYHO OBbUIM CUHTE3UPOBAHBI COEIUHE-
Hus 15b,c.

6-(4-bpomdpennin)-4-okco-2-Tnokco-1,2,3,4-
TeTParuaponupuMuaMH-5-kapoonutpuia (15b) uz 1 r
coenuueHust (14b), 0.26 t tMomoueBuHBbI (11)
u 0.49 r norama. Beixon 0.6 r (54%), T.m1. 273°C.
Cnektp AMP 'H, &, m.a.: 12.9 yur.c (2H, 2NH
nupumuavH), 7.64 1 (2H, C_ Ph,°J 6.5 Tu), 7.77 n
(2H, C_ Ph,*J 6.5 I'u). Cnextp SAMP C (JIMCO),
o, m.a.: 159.7 (C4, mupumuaun), 90.0 (C5, nupu-
munuH), 178.2 (C2, mupumuauH), 161.8 (C6, mu-
pumuaun), 119.9 (C, CN), 131.1 (2C_, Ph), 131.8
(2C,, Ph), 131.9 (C_, Ph). Haiinexo, %: C43.17;
H 2.21; N 13.41. C, H,BrN,OS. Bouucneno, %:
C42.87; H 1.96; N 13.64.

4-0Oxkco-6-(2-denun-1,2,3-rpuazon-4-mm)-2-
THOKCO-1,2,3,4-TeTparnaponupuMHIHH-5-Kap0o-
murpua (15¢) u3 0.64 r coenunenus (14c¢), 0.14 ¢
triomoueBUHBI (11) u 0.33 r mortama. Beixon 0.4 T
(57%). Cnektp SAMP 'H, &, m.a.: 11.78 ymi.c (2H,
2NH nupumunun), 7.02—7.93 cam (5H, Ph).
Haiineno, %: C 53.01; H2.58; N 28.55. C, ,H,N, OS.
Beruuciteno, %: C 52.70; H 2.72; N 28.36.

SAKJIIOYEHHME

Wcmonb3yd pasnnaHble BapWaHTHI DKCIIEpU-
MEHTAJTLHOTO TIPOBEICHUS peakKlin bumkuHemmm
(Takue Kak, YCJIOBHS paciuiaBa, KUIISTYCHUE B Cpe-
Jle PacCTBOPUTEIIS, TTOCJIeIOBATEIbHO-CTYIIeHUaTOe
B3aUMOJEMCTBUE TPEXyIaeponHoro cuurona Co'-
C-Cd" oTua 2-umaHoaleTaTa ¢ ajlbIerMaaMHu C 10-
cleAyIolel MUKIN3alUeN C THOMOYEBUHOMN ) OBLITN
CUHTE3UPOBAHBI U MAEHTU(MUIIMPOBAHBI pa3HOO00-
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pa3Hble OM- M MOJUMLUMKIMYECKHUE MPOU3BOMHBIE
MUPpUMUIHA (B TOM YHCIIe Y KOHAEHCUPOBAHHOTO
psma), B CTPYKTYpe KOTOPHIX IIPUCYTCTBYIOT pa3-
JINYHEIE TI0 TIPUPOJAC a3a- M KapOOIUKIMIEeCKHUe
¢dparmeHTsl. IlonydeHHBIE CoOeAWHEHUST ObLIU
MU3y4YeHBI C TOMOIIbIO CHHXPOHHOTO TEPMUUECKOTO
ananu3a (TT-ACK). YcranoBieHo, 4TO Hajln4ue
B KauvecTBe 3amecTurens 2-dpenHun-1,2,3-tpua-
30JibHOTO (pparmeHTa nipu C7 B obpa3sue 7 cylie-
CTBEHHO MEHSIET €ro TEepMHYECKOe IIOBeIeHME
10 CPaBHEHMIO C IPYTYMMMU 11eJI€BBIMU BellleCTBaMU,
pacCcMOTPEHHBIX B paMKax JaHHO# paboThl. 3apuK-
CHpPOBaH WMHTEHCHUBHBIN 3K30TepPMUYCCKUI ITHK
¢ MakcumymoM Tipu 331.9 C, KoTophlii 00yCTOBIEH
MPOIIECCOM pa3JIoKEHMsI ¢ MoTepeil Macchl Oosee
60%, xpome toro, TI' kpuBas XapakTepusyeTcs
CaMbIM BBICOKMM 3HaY€HMEM TeMIlepaTyphbl Hayaua
MOTepr MAacChl M HaJIMIMEM IIeperun0oB, 4TO CBU-
JIETEIBLCTBYET O CTYIIEHYATOM XapaKTepe TepMHUIe-
CKOT'O pa3JIoKEeHUsI JAaHHOTO COSTUHEHMSI.

CocTaB U CTpOeHHE BCEX CUHTE3UPOBAHHBIX
coelMHeHU nokasaHbl MeTomamu AMP u MK
CHEKTPOCKOINUY U TOATBEPXKAEHBI TaHHBIMU 2JIe-
MEHTHOTO aHaJIn3a.

®OHJOBAS MOAAEPKKA

HMccnepoBaHue BBIIIOJHEHO B pamMKax 0a30BoOi
YacTW TOCYyIapCTBEHHOIO 3amaHus B cepe Hayd-
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tembl: FZZE-2023-0006; cornmamenue Ne 075-03-
2023-036).
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Based on the modification of the Biginelli reaction, various bi- and polycyclic pyrimidine derivatives

(including the condensed series) were synthesized and identified, in the structure of which there are aza-
and carbocyclic fragments of various nature.
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thiourea, CH-activated substrate, differential scanning colorimetry, thermogravimetry
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