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PEAKIIUM KAPKACHBIX OCHOBAHUN MAHHHWXA HA OCHOBE
5,6,7,8-TETPATUAPO-1' H-CINPO[HUKJIOTEKCAH-1,2-XUHA30JINH]-4 (3 H)-OHA

PaccmoTpens! peaknunn ocHOBaHMM MaHHHMXa Ha OCHOBE HMPOJYKTAa KOHJCHCALIMU ITMKIOTEKCAHOHA C
MOYEBMHOMW, COAEpX AIMX AHHEIWPOBAHHBIM K XWHA30JMHY 3-a3a0WIMKIOHOHAHOBBIN (parMeHrt.
IToka3aHBl BO3MOXHBIE IYTH pPeaKIHUi (QYHKIIMOHAIBHBIX TPYII C HyKICO(OUIBHBIMU U IEKTPOGHIIb-

HBIMHU pCarcHTaMHu.

MHorue nmpou3BoHbIe 3-a3abunnkiio[3.3.1]Ho-
HAHOB TIPOSBIAIOT Pa3HOOOpa3Hyl Owoioruyec-
KyI0 aKTHBHOCTH [1l] — aHambreTuveckyro, mpoTH-
BOMHUKPOOHYIO, TAHTITHOOIOKUPYIOIIYIO U THIIOTEH-
3UBHYIO, a TaKX€ BBICTYNIAIOT B POJIM CEAATHUBHBIX
Y JKapOMOHMKAIMKUX cpeacts [2]. Heobxoaumo oT-
BETHTh U BBICOKYIO aHTHAPUTMUYECKYIO aKTHBHOCTb
COEMHEHHI TaHHOTO psija [2].

OKCHEPUMEHT U OFCY)KJ[EHHUE PE3YJIb-
TATOB. B nutepaType mMeeTcsi cOOOIIEHUE aBCT-
PHUHCKHUX HcchenoBaTenei o B3aumoencTeun 5,6,
7,8 -rerparuapo-1'H-cnupo[iukiaorekcan-1,2'-xu-
HazonuH|-4 (3 H)-ona (I) (IpOoAyKT KOHICHCAIUH
MOUYEBHHBI C IMKJIOTEKCAHOHOM [3]) 1Mo peakimu
MaHHuXa ¢ METHJIAaMUHOM U (JOPMAJTLICTHIOM, KO-
TOPOE MPUBOAUT K T'eTEPOLUKINYECKON CHCTEME, CO-
JepKaleil aHHeTMPOBaHHBIM K XMHA30JIMHY 3-a3a-
ounukiioHonanoBbii hparment (1) [4]:

H
N
\J::::] CH3NHC \J::::]
NH ZCH20
°

Hamu moapo0OHO M3ydeHo JaHHOE B3aUMOIeH -
CTBHE C pa3HOOOpPa3HBIMH aMHHAMH, MPH KUCIIOT-
HOM THUPOJIN3E KOTOPBIX MOJY4arOTCs MPOU3BOI-
uele 3-azaburmkino[3.3.1]aonanos [5, 6]:
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[TonoOHBIE KapKacHbIE a30TCOAEPIKAIIUE COe-
JVUHEHHS TPEACTaBISIIOT WHTEPEC, TOCKOIBKY SIB-
JSIFOTCSL CHHTETUYECKUMH aHAJIOTaMH PacTUTENb-
HBIX aJIKAJIOUIOB.

BriepBble OblIM MOJTydEeHBI COCAWHEHUS C QyH-
KIIMOHAJIbHO -3aMEIIIEHHBIMY aMUHaMu [6], uTo ma-
JI0 BO3MOXHOCTh MOAU(PHUIHPOBATH N-alKHIBHYIO

¢$yHKIMIO!

@;Q G
. @Q@

Taxue BemiecTBa SIBISIOTCS OMOJIOTMYECKU aK-
TUBHBIMH COCJUHEHUSIMUA U MOTYT OBbITh 00bEKTAMU
JUTA TATbHEHIINX npeoOpa3oBaHmid.

[Tpu B3aumoeiictBum coequuenus |V ¢ 2-mep-
KaNTOMUPUMUIMHOM TOJy4YaeTcsl ¢ XOPOIIUM BbI-
xomom coenuHenue V. B cnextpe SAMP "M noss-
JISIFOTCSI CUTHAJIBI apOMAaTHYECKUX POTOHOB MHUPH-
MUJUHOBOTO IIUKJIA B BHJE ayOiera npu 8.4 m.n.
(momosxerve 4 U 6 TUPUMHINHOBOTO IIMKIIA), @ TaK-
XKe TpUIUieT npu 7.5m.1. (moJoXKeHue S5 nupumu-
nuHOBOTO 1uKia). B MK-criekTpe rcuesaer mojoca
nornomienns C—Br mpu 653 cm

Coemunenre VI B MSTKHX YCIOBHAX pearu-
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PYyeT C THAPAa3HHTHAPATOM € 00pa3oBaHUEM THIpaA-
suna VII:

NoH4*H,0

- EtOH
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\/"\N’NH’Z
O H
SOCI2 1.ROY
2. NH,,OH
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N
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R N
Co @/\4 (5)
/ OR
X a-c

R:a—Me, b—Et,c—i-Pr.

B N K-cniekTpe NosBISIOTCS HHTEHCHBHBIE T10-
noce! mornomerns npu 3370 u 3305 oM, KOTOpHIE
COOTBETCTBYIOT BaJIEHTHBIM KOHe6aHI/IﬂM TUApa3u-
JHOY rpynmnsl. B ciekrpe AMP 'H ncuesator curnanst
MIPOTOHOB 3THIILHOW IpyII-
bl U TOSABISETCS YIIU-
PEHHBII CUTHAJ TUpa3U-
JHOW rpynnbl. Hanuuwme
HE3aMEUIEHHON Tuapasu-
JTHOM T'PYIIIBI TAKXKE yCTa-
HOBJICHO C TMOMOIIBIO Ka-
YECTBEHHOM 1IBETHOM peak-
UM ¢ 4-(IMMETHITaMUHO)-
OeH3aIbICIHIOM.

Peaknueit coenune-
wust VI ¢ xmopucreiM Tu-
OHWJIOM ITOJTY4€H UMHJIO-
wixiopun | X, s koTo-
pOro U3y4EeHO B3aUMOACH-
CTBHE CO CIHMPTaMHU U IO-
Jy4eH psii UMUHOI(QUPOB

N
=0

CO,Me
XIV

CN
XV
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(X a—). B ornmume oT OOBIYHBIX AJIKHI3AMEIICH-
HBIX UMHJIOWIXIOPUAOB COJb | X HOBOIBHO yCTOM-
uynBa K ruapoausy (cxema (5)).

Peakmuio poBoAWIN B M30bITKE ciupTa (pea-
TeHT U PaCTBOPHUTENb) IPU KOMHATHOM TeMIiepary-
pe B Teuenue 24 4. [TonydyeHHbIe UMHHOIPHUPHI —
KPHUCTAJUTMYECKUE BEIIeCTBa, OKpANIeHHBIE B KeJ-
Te1i BeT. Ha U K-crektpax umuHO3pupoB X a—
HaOmonatotes monockl nornoiennss C—H anudaru-

YEeCKUX CBﬂseH npu 2890—2805 u C=N-cBszeii —
mpu 1594 cm ™ 1 Co BpEMEHEM UMHUHOI(PHUPHI THIPO-
JTU3YIOTCS IO HCXOJHOTO CoeluHeHus. B Buae runu-
POXJIOpPUAOB OHU OCTAKOTCA HCU3MCHHBIMHU JIJINTEC-
JILHOE BpeMs.

Hannune keToHHOH 1 KapOOKCAMUAHOM TPYIIT
B coenuHeHnsx ||| mo3Bonmmino momyduTs psAn HO-
BBIX Mpou3BOIHbIX [7] (cxema (6)).

CTpOCHI/IC JaHHBIX COGZ{I/IHCHI/II\/'I YCTaHOBJICHO
C TMOMOIIBIY CHEKTPANILHBIX METOJIOB HCCIe/0Ba-
uust (IMP Hu HK).

Cnektpsr IMP ut MOJTy4eHbl Ha npudope Va-
rian VXR-200 ¢ paboueii gacroroii 200 MI'tt ot1-
HOCHTEIbHO TMC B IMCO-dg. UK-criekrpsr (4000
—400 cm ™ ) OBblTM CHATHI Ha Tpubope Spectrum
BX Il B tabnerkax KBr. KonTpoJib 3a xomoM pe-
aKUM{ ¥ YUCTOTOU CUHTE3UPOBAHHBIX COEIUHEHUMN
ocymiectBisun MerogoM TCX Ha ruactunax Sili-
ca gl Merck 60 Fogq, B KauecTBe pacTBOPUTENS

UCIOJIB30BAJIM  XJIOPO(OpPM, 3IIOEHT — XIIOpO-
dopm—uszonponmnossiii cnupt (10:1), nposiBUTENH
— mapsl HOJA.

10'-[ 2-( nupumuoun-2-unmuo) smun) -5',6',7,8 -
mempazuopocnupo| yuxnoeexcan-1,2'-[ 1,3,10] mpu-

R\N
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125



asal 4a,8] (memanoumunomemano) x unazonun) -4 -
(3H)-on (V). B 10 M1 MeOH pactBopuiu 0.11 1
(2 mmons) KOH wu Brecnmu 0.2r (1.8 Mmons) 2-
MEpKanTONMUPUMHUINHA . 3aTeM K TOJY4YeHHOU CMe-
cu qobasman 0.66 T (1.8 Mmons) coemunenus |V u
HarpeBaM Ha BOJAsHOW OaHe B TeueHue 3 4. [1o uc-
TEYEHUH STOTO BPEMEHH CMECh OXJIaJIUIIM M BbIjiE-
TSUTH T0OaBIIEHNEM BOJIBI C AABHEUIITUM (UITBTPO-
BaHKeM. Kpucraan3oBain U3 BOIHOTO METAHOJIA.
Beixon 0.66 r (92 %), T,,, = 162—165°C.

SIMP HY, d, mon: :1.00—354(25H, m), 7.5 (1H, T,
CH-5), 81(1H ¢, NH), 84 (2H, n, CH-4 u CH-6);
UK, n, cm ™ 3030, 2937, 2862, 1650, 1598, 1520, 955.

2-[4-0xco-3 4 5 ,6,7,8-eexcacudpo-10' H-cnu-
pol yuxnocexcan-1,2[ 1,3,10] mpuaza[ 4a,8] (memano-
umunomemano) x unazonun] -10'-un] ayemozuopaszuo
(VI1).B 10 ma MeOH pacrBopuu 0.17 r (0.5 mmouts)
coenuuenns VI u gob6asmau 0.1r (2 MMons) rua-
pasuHruapara. PeakIMOHHYI0 CMeCh OCTAaBWIIM Ha
cyrku. OT(HUIBTPOBAIN BBINABIINE KPUCTAJLIBI.
KpucramimuzoBanu u3 meranosa. Beixon 0.14 1 (82
%), T,y = 212—216 °c.

SIMP HY, d, M1 1.20-3.21 (11CH.,, M), 2.75
(1H, M, CH- 8) 81(1H © NH), 8.3 (3H, ymmup. c,
NH-NH,); UK, n, em - 3370, 3305, 2956, 2831,
1660, 1540, 1320.

4 -x10po-10'-memun-5',6', 7' .8 -mempacudpocnu-
pol yuxnocexcan-1,2'[ 1,3,10] mpuaza[ 4a,8] (memarno-
umuromemano) xurnasonur] euopoxaopuod (1X). K cy-
criersuu 2.75 T (1 mmous) coenunenus VIII B Tomy-
oJie IPY WHTEHCHBHOM IEPEMEIINBAHUN U OXJIAXK-
JIEHUH TIOCTENEHHO A00aBUIIM 10 KaIUIAM 5KBUMO-
JIEKYJISIPHOE KOJIMYECTBO XJIOPUCTOTO THOHMIIA. Pe-
AKIIMOHHAsI CMECh CTaJIa TYIIe U OKPACUIIaCh B IPKO-
kpacHbelit nBer. OcraBunu Ha 154, BEIAETWIH OK-
pallleHHBI 0caJoK, MPOMBUIH 3QUpoM, OTHHUIIb-
TPOBaJM roTOBBIH MpoaykT. Beixoa 3.251 (98 %),
T,, = 152—155 °C.

4'-oxcu-10'-memun-5',6, 7' .8 -mempacuopocnu-
pol yuxnozexcan-1,2[ 1,310] mpuaszal 4a,8] (memano-
umunomemano) xunazonur] (X). T'mapoxmopun | X
PACTBOPHIN B U30BITKE COOTBETCTBYIOIIErO CIHP-
Ta (a6COMIOTHOTO) U OcTaBWIH Ha 24 4. 3aTeM npH
-5°C x peakuMOHHOH cMecH J00aBHJIU PAacTBOP
aMMHaka ¥ OTGHIBTPOBAIN OcaaokK. [lepekpucrar-
JIM30BBIBAJIM U3 COOTBETCTBYIONIETO CIUPTA.

R — Me (X a). Bexon 56 %, T, = 136—137 °C.

SIMP HY, d, m.1.: 1.40-2.25 (10CH,, m), 2.15
(3H, ¢, MeN), 275 (1H, m, CH-8), 3.9 (3H, ¢, MeO);
UK, n, em ™% 2845, 1667, 1594, 1460, 1120.
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R — Et (X b). Beixon 51 %, T,,= 138—142 °C.

SIMP HY, d, M1 1.40-2.25 (10CH,, M), 1.25
(3H, 1, J=7.45 CH,CH3), 2.15 (3H, ¢, MeN),
2.75 (1H, m, CH-8), 4.20 (2H, k, J=7.45, CH,CH )

R—IPr(X ©). Beixon 33%, T, 130—1330C

SIMP HY, d, M1 1.40-2.25 (10CH2, M), 1.28
(6H, n, J=6.1, CH(C_H3)2) 2.15(3H, ¢, MeN), 2.75
(1H, M, CH-8), 4.20 (1H, m, CH(CH3),).

9-(euopoxcuumuno) -3-memun-3-azabuyuxiol 3,
3,1] nonan-1-xapboxcamuo (XI a). B 15mn Boas!
pactopwan 1401 (20 MMOJIB) THAPOKCHIAMHHA
cossrHOKHUCToro u go6asunu 1.96 T (10 MMoits) co-
emuaeHus |11 & IlpuroToBneHHy0 CyCIEH3WIO Ha-
rpesaiu 10 60 °C Ipu MHTEHCHBHOM NEepeMeNInBa-
Hun. Yepes 30 MUH Bce pacTBOPUIIOCH, 2 €Ille uepes3
20 MuH Hayaj BbINAJATH Ocajok. [lepemenimBanu
ele mosgaca. 3aTeM 0ca oK OTHHILTPOBAIH U TIPO-
MBLIH pacTBOPOM aMmuaka. Kpucramiuzosanu u3
BojgHOrOo JIM®A. Boixox 2.051 (97 %), T, = 240
—242°C.

SIMP H?, d, m.1.; 1.50-2.6 (11H, m), 2.27 (3H,
¢, CHjy), 7.85(2H, ¢, NH,), 8.17 (1H, ¢, N-OH).

AHanoru4Ho noJry4eHs coenrHenust |X bu 1X ¢

X1 b. BLIXO,Z[ 95 %, T, = 236—237 °C.

SIMP HY, d, .. 150—26(13H M), 7.21 (5H,
M, Ph), 785(2H ¢, NH»,), 8.17 (1H, ¢, N-OH).

Xl c. Boixox 94 %, T, = 190—192 °C.

SIMP HY, d, M1 0.95 (3H, ¢, CHy), 1.21-2,58
(17H, m), 7.85 (2 H, ¢, NH,), 8.14 (1H, ¢, N-OH).

3-memun-9-( penuneuopasono) -3-azabuyuxio-
[ 3,3,1] Houan-1-xapboxcamuo (X1l a). B 15ma 70
%-ro MeOH pacrBopuiun 1.96r (10 mmosb) coe-
nuHenus |11 @, moOaBuiIM HECKOJIBLKO Kalelb KOH-
nenarpuposantoit HCl u secn 1.50 mut (15 Mmosib)
(benmnruapazuna. JlaHHYIO cMech OCTaBWIM Ha Cy-
TkU. OT)UIBTPOBaAIN BHINABIIHKA 0CaJ0K. Ounina-
JM KHISAIUAM MetaHoJoM. Beixox 2.72t1 (95 %),
T = 210—212°C.

SIMP H?, d, m.1.; 1.50-2.6 (11H, m), 2.27 (3H,
¢, CHy), 7.05 (5H, m, Ph), 7.85 (2H, ¢, NH,), 9.67
(1H, ¢, N-H).

Amnanoruuno mojyuero coemunenve X b. Ber-
xon1 93%, T, = 197—199 °C.

3-memun-9-oxco-3-azabuyurno| 3.3.1 nonan-1-
kapbonosas kucroma (X111 a) . 1.96 r (10 mmous) co-
enuHenus |11 apactBopunu B yKCyCHOW KUCTIOTE H
npu nepemeninBanun no6aBmwim 1401 (20 MMoJIb)
HUTpUTA HaTpus. Uepes noyiyaca HEUTPAIU30BAIN
pacTBOpOM cojbl A0 HeUTpanpHOU cpenbl. Ilepe-
KPHCTAJIN30BBIBANN M3 MeTaHoa. Beixon 1.28 ¢
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(65 %), T, = 202—205 °C.

SIMP H?, d, m.1.: 1.50-2.6 (11H, m), 2.27 (3H,
¢, CHy), 12.13 (1H, ¢, COOH).

IIpu mexapOOKCHIMPOBAHUH TOTYYHIN 3-Me-
tnn-3-a3a6unukno[3.3.1]Jnonan-9-on, T, = 85°C
(2mm.pT.cT.). TemnepaTypa MJIaBIC€HHUS IUHUTPO-
(eHurHapa3’oHa COBIMAAAeT C ONMUCAHHOW B JINTE-
patype (178°C) [8, 9].

Amnanornyno noiydeno coequnenue X1 b.
Brixon 33 %, T,,, = 166—170 °C.

1-kapomem ok cu-3-memun-9-oxco-3-azabuyux-
210[ 3.3.1] nonan (XI1V) . B 20 mn MeOH pactBopu-
au 1.96 r (10 mmons) amuna |l @ u HaceiTHIIN Ta-
3000pasubiM HCl npu oxnaxaenun. ITomydeHHbIi
pacTBOp KHITATWIM Ha BOJSHOW OaHe B TedeHne 1 4.
3aTeM pacTBOp OXJIaauiu, oTGUIbTpoBanu. DOuib-
TpaT ymapwid JocyXa Ha POTOPHOM HCHAapHTEe,
CYXOM OCTaTOK pacTBOPWIM B BoJe U oOpaboTanu
40 %-m pacrBopoM motamia. PactBop akcTparupo-
BaJI XJIOPO(HOPMOM C JaibHEHIIeH OTTOHKOH ToC-
nenHero. [Tomyunnu cBeTyo-xentoe Macio. Berxon
ceiporo npoaykra 1.54r (73 %). unutrpodenm-
ruapasoH, T, = 140—141 °C.

3-6enzun-9-oxco-3-azabuyuxno| 3.3.1 nonan-1-
kapoonumpun (XV). PactBopwin B 5 M1 Toyosa
1.38r (5mmoub) coemunenus |11 b u mpu oxmax-
nenun o karmmsMm go6aswim 0.50 M (7 MMOJTE)
SOCl,. OcraBunu Ha 154. OThUIbTpOBANIH BBI-
MaBIIUI 0CaJOK, PACTBOPWIH €r0 B BOJE U HEUTpa-
JM30BAJIM HACHIIIEHHBIM PACTBOPOM COJIbI, IKCTPa-
THPOBAJIN XJIOPUCTHIM MeTUIIeHOM. [locie OTTOHKH
HOCJIEHEr0 HOIYYHIIH TEMHOE MacIio, KOTOPOE KpH-
CTaJUTU3yeTCsl B TeUeHUe CyToK. KpucramiusoBaiu
u3 BojHOTO MeraHoha. Beixox 0.90T (71 %), T, =
120—125°C.

YKpauHCKUH roCyl1apCTBEHHBIH XUMHKO-TEXHOJOTHUYECKUN
yHuBepcuTer, JHenponerpoBck
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SIMP H?, d, m.1.: 1.50-2.6 (13H, m), 7.18 (5H,
M, Ph); UK, n, em™; 2230.

PE3IOME. Po3srnsiHyTO peaxiii ocHoB M aHHiXa Ha
0a3i MpPOIYKTY KOHJICHCAIIl IIMKJIOTEKCAHOHY 3 CEYOBHU-
HOIO, 110 MICTATHh aHEILOBAaHUM 10 XiHa3o0iiHa 3-a3a0i-
LUKJIOHOHAHOBUH (parMenT. [TokazaHO MOMKIHUBI ILJIS-
XM peakuiii (QyHKIIOHANBHHUX TPYI 3 HYKJICO(UIBHUMHU
Ta eIeKTpOo(UILHUMHU peareHTaMH.

SUMMARY . Reactions of the M annich’sbases are
considered in the article on base of the product by
condensations of cyclohexanone with an urea containing
anndational to quinazoline 3-azabicyclononanes frag-
ment. Possible ways of reaction of functional groups are
shown with nucleophylic and dectrophylic reagents.
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