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IMony4eH psam KaTHOHHBIX TPOU3BOAHBIX XOECTEPUHA, IIONSPHBIE I'OIOBKHA B KOTOPLIX IPEACTaBIEHbI N-Me-
THAMMHNIA30IIMCBO, THPUIUHAECBOH, N-MeTHIMOp(dOoIHHieBOH, 4-N,N-THMETHTAMAHONTMPHABHUEBOH IpyTI-
nupoBkamu. CHATE3 OCYLIECTBISUICH B3aUMONEHCTBUEM I€TEPOUNKIMYECKHX OCHOBaHHM ¢ 5-GpomBalepa-
TOM XOJIECTEPHHA € MOCIENyoLIel 00pabOoTKON METHTHOTMAOM B clIydae OOpa3oBaHus TPETHYHBLIX AMHUHOB.
Kpowme Toro, cuaresrpoBan N-(4-xonecTepuaoKCHKapOOHAIOYTHI)IUIIEPA3KH AT [Tony4YeHus pH-1yBeTBU-

TENBHBIX JIXITOCOM.

Karoueswie crosa: XOAECCMEPUH,; KAMUOHHbLE I’lpOLL')‘GOOHbLe,' mpchqbech;uﬂ.

BBEIEHUE

B nocnepHee pecsruneTHe NPOBORNMTCS HHTEH-
CHBHOE U3Yy4eHHe HOBBIX MPEACcTaBUTENEN Klacca Ka-
THOHHBIX aM(UMHIOB TUNUAHON IPUPOBI C LENBIO
BLISIBIEHHUSI B3aUMOCBSI3H CTPYKTYpa—OHONOrHYec-
Kasg akTUBHOCTH [1]. BHEHMaHue K JaHHOMY Kiaccy
COEIMHEHUH O00YCIOBIIEHO NPEXAE BCErO BR3MOXKHO-
CTBIO UX UCIIONb3OBAHUA B COCTABE KATHOHHBIX JU-
[IOCOM — INOCPENHHKOR /151 JOCTABKU MEHETUYECKOIO
MaTepHana B 3yKapHOTUYECKHE KIETKM (TpaHchek-
[Usl), a TAKKE B KAYECTBE MPOTHUBOOIYXOJIEBbIX U aH-
TUBUPYCHBIX arexuTos [2, 3].

H3BecTHO, 4TO KaTHOHHbIE aMu(UIb], cofepXa-
e TAAPOGOOHBIA OCTATOK XOJECTEPUHA, HAXONAT
LIMPOKOE NPUMEHEHHE [JIsi NCCIESOBAHMS MEXaHN3MOB
CIIVMISTHUST MCKYCCTBEHHBIX MEMOpaH, CTPYKTYPHO-(PYHK-
LHAOHAIBHOTO H3YUEHMS CKOHCTPYHPOBAHHBIX Ha HX OC-
HOBe reHocoM (komiutekc [IHK ¢ numnocomoit) u mexa-
HI3MOB TPAHCIIOPTa 3THX KOMIIIEKCOB B 3yKapHOTHYE-
ckue Kierku (4], s manpHeHuero pa3BuTus Takux
UCCTIelOBaHUA HEOOXOUMB] CEPUH CHHTETHIECKMX XO-
JIECTCPHHCOACPIKAIIMX KATHOHHBIX JTUITHIOB, MOTH(pU-
IMPOBAHHBIX IO PA3IUUHBIM CTPYKTYPHBIM JOMEHAM.
XOTs CHHTE3UPOBAHO MHOIO KaTHOHHBIX aM(pubIIOB
Ha OCHOBE XOJIECTEPYHA, BCE OHU COTIEPXKAT B KAYECTRE
HOJIOKMTEIIBHO 3aPsDKeHHON TPYNHb] OCTaTKy anuda-
THYECKHUX aMUHOB VIR IOMUITHIICHUAMHUHOB [5].

PE3YJILTATBI 1 ObCYXIEHUE

Panee namu OBINM CHHTE3UPOBAaHbI KATHOHHbBIE
[JIULEPOUIIMABL C PAa3NUIHBIM HAOOPOM rUApodo6-

Coxpawenns: Chol — xonecrepnn; Im ~ uMuga3oN.
#ABTop st nepercky (ren.: (095) 434-85-44; sn. mowra:
konstantinova@httos.mitht.msk.ru).

453

HbIX KOMIIOHEHTOB M KATHOHHBLIX TPYNIUPOBOK,
IPENCTABICHHBIX aNu(aTHIECKUMH U FETEPOLHKIM-
YeCKHUMH OCHOBaHusMHU [6-8].

B pa3BuTHe HUccIe[OBAHKI IO CHHTE3Y HOBBIX TH-
OB KaTHOHHBIX JIMITAIOB Mbl HPENNPUHANH CUHTES
XOJIECTE PUHCOTEPXKAIIUX KATHOHHBIX aMpHpuIos ¢
reTePOLUKIHIECKAMU OCHOBaHUAMH. Bb1bop xomnec-
TepuHa (I) B xadecTse JIUMUJHOIO NOMEHA O0YCHOB-
JIEH TE€M, UTO OH OKa3bIBAET CTAOMIN3HpPYIOIIEe [IeH-
CTBME HA TUIUAHLIH OUCIIOH, HE IIPOSBISIET TOKCUYHO-
CTM K HCCIeNyeMOH KIETKE ®  CIIOCOOCTBYET
nospieHHo 3¢ dekTnBHOCTH Tparchekuuu [9]. He-
OOXONUMBIM CTPYKTYPHBIM 3JIEMEHTOM KATHOHHLIX
aMmuHUIIOB HA OCHOBE XOJECTEPHHA, KaK MpPaBHo,
SIBIISIFOTCS CIElicepHble I'PYHOIbI PasIUYHOrO THUIA,
COETMHSIOUINE KATHOHHYIO IPYIIHPOBKY B XOJIECTE-
puH. Hamu B xauecTBe Takoi rpynnbl OblI BeIOpaH
OCTaTOK 5-0pOMBaepUAHOBOMA KUCIOThI, BBOJUMBbIN
B MOJIEKYJy XONECTEPHUHA IEUCTBUEM €€ XJIOPAHIH-
pHpa B cpefie 63BONHOIO NUPUIHHA.

Peaxkiiuio 5-6pomaanepara xoxecrepuna (II) ¢ Ta-
KMMH FETEPOLMKIMYECCKUMU OCHOBAHMSIMH, KaK MMU-
faszon, N,N-TuMeTHIaMIHONUPHAMH, MOP(OIHH, ITH-
PUIUH, TIMIOEPa3sHH, Mbl MMPOBOXHIM B MPHCYTCTBHA
Nal B8 DMSO nnu B ero cMmecu ¢ xnopodopmomM. 3a-
MeHa OpoMa B YCIOBUSIX peaklUd Ha Oollee peakiu-
OHHOCHOCOOHBIA #OJI MO3BOJUIIA YMEHBIIUTL MIPO-
ROJIKUTEIBLHOCTE NIPOLIECCa U CHU3UTH TEMIIEPATyPy
peakiuy, YTO OKa3aJio BIUSHUE Ha BBIXOJ COCHUHE-
i (11D, (VI), (VII), (IX), k0TOpBIA B 3aBUCHMOCTH
OT THIIA OCHOBAHUS KoJjiebancs or 62 1o 86%.

Peakuuto ¢ nMpUAHHOM NPOBONMIM P Harpesa-
suu ero ¢ 6pomugoM (II) B orcyTcreue Nal, u BBIXOX
nupupuHueBoro npoussopsoro (V) gocruran 91%,
4YTO OOYCHOBJIEHO BONBUIEH, YEM Y APYTUX FETEPO-
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UHMKJINYECKUX OCHOBAHMM, PEAKIIMOHHOM CIIOCOGHOC-
ThIO NUPUJHHA B PEaKI[MU KBATCPHU3AUH.

B cnydae peakuyu co BTOpHYHBIMU aMHHAMH (MMU-
[a307, MOpP(OJMH) MONYyYEHHBIE TPETUYHbIE AMUHBI
(IO) u (VH) 6biu B fasibHeIeM NpeBpaicHbl B YET-
BepTHYHbIe amMmouuesble conu (IV), (VIIX) oGpabor-
KO METHIIMOAMIOM.

KBatepruzanus 4-N,N-{TuMeTUTaMUHONUPUHHA
MOXET HMETb MECTO Y APOMATUIECKOrO aTOMa a30Ta
HIIM y aTOMa a30Ta OOKOBOH Henu. Takxke H3BECTHO,
YTO aJKUIUPOBAHME aMUHODUPUAMHOB, KAK NPAaBU-
JI0, IPOTEKAET O apOMaTHYECKOMY aToMY a3oTa [7].
Ilpu ananuse cnexrpa 'H-SIMP coepunenust (VI) oco-
Oblii HHTEPEC BBI3BAN CHUIHAJ MPOTOHOB Ipu 6.95 M.
Taxoii cIBHOIONBLHLIA CUTHAJ HE MOXKET COOTBETCT-
BOBaThb CUTHAJIaM MPOTOHOB NUPWMHHAEBOrO KOJNbIA
(curHan B-npOTOHOB NUPUANHUEBOTO KOJbLA B COEH-
Hennu (V) pacnonoxed npu 8.10 M.j1.), ckopee OH
AOJKEH NPUHAMIEXKATH BHHUNBHBIM POTOHAM. B To
JK€ BpeMsl MOJIOXKEHHE CHTHANla MPOTOHOB METHJIb-
HBIX rpynn npu 3.25 m.a. B coeguHennn (VI) ykasbl-

BaeT Ha €ro IPHHANIEKHOCTh METHIIBHBIM IPYIINaM
NpU 3aps’)KEHHOM aToMe azoTa (cp. 3.58 M.1. 1uist yeT-
sepruunoyt conm (VIII)). Ha ocHOBaHUM 3THX #aH-
HbIX coemuuenmto (VI) npunucano crpoenue, npen-
CTaBJIEHHOE Ha CXeMe.

B cnyuae nunepasmaoBoro npoussopHoro (IX)
KBaTepPHU3aLMs He POBOAMIIACE, TOCKOJIbKY U3BECT-
HO, YTO aMHHBI (TIEPBUYHbIE, BTOPUYHBLIE UJIH TPe-
THYHble) ¢ pK B nipenenax (pU3nOIOru4ecKon odnac-
™ pH (4.5-9) cnocoOHbBI HECTH NOJIOXKUTENBHBIA 3a-
psip [10].

VBnuBupyanbHOCT M CTPOEHME BCEX CUHTE3U-
POBEIHHI)IX COCMHEHHI TOATBEPXAEHb! [{aHHBIMU
H-AMP-cniektpos, Macc-ciektpoMerpurt, MK-criek-
tpockonuu 1 TCX.

OKCIIEPUMEHTAIJIBHAA YACTDb

B paGore ucnonre3oBaHbl NeperHaHHble pACTBOPHU-
TENH ¥ peareHThbl OTEYECTBEHHOTO IIPOU3BOJCTBA: XO-
JECTEpHH, NUPUANH, HMUAa30J1, MOpoiuH, 4-NN-11-
Ne 6
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MeTunamusonupupud, DMSO, a Taxke nunepasux
(Sigma Chemical, 'epmanus), 5-6pomsanepuanoBas
xucnora (Fluka, Usefinapus). TCX npoBoauay Ha cu-
aycpone UV-254 (Chemapol, Hexust) ¢ oGHAPYKEHHEM
[STEH MTapaMyl HORA YN NPOKANMBAHUEM IIAACTUHKHY.,
Cucremp pactsopurenel gng TCX: XTOPHCTHIA METH-
JNEeH-TIETPONEHHBIA 3up, 1 : 1 (A), xnopodopm—mera-
Hoin, 7 : 1 (B), xnopodpopm—meTanon—soga, 65 : 25 : 4
(B). Konornounyio xpoMarorpaduio NpoBOSHIN Ha
cunukarene L, 100/250 mxm (Chemapol, Uexus). Coe-
KTpbl 'H-SIMP perucTpipoBai Ha UMITYIhCHOM
pee-cnektpoMerpe “Bruker MSL-200” (200 MI'u)
(I'epmanus) B gefiTepoxnopopopMe AJIst COSAUHEHUH
(D—(VII) unu DMSO-dg nas coequnerus (IX), BHyT-
PEHHUH CTaHAApT ~ TeTpaMeTHICHIIaH. Macc-CcrexT-
pPOMETPHs BBLIIOJHEHA Ha BPEMSNPOJETHOM Macc-
CIEKTPOMETpE Vision 2000 (BenuxoOpuTanus) ¢ na-
3EPHO-AECOPONUOHHON HOHM3alMEH Ha MAaTpule.
WK-CrieKTpbl pErUCTPUPOBAIM Ha CNEKTPO(OTOME-
Tpe “Shimadzu UR-435” (SInouus), 06pa3susl rOTOBY-
JUCh B BUIE MACThl B Ba3¢JIMHOBOM Macye Il KpHc-
TAJNINYECKUX ¥ B TOHKOU NMJEHKE U1 JIEIKOTTaBKUX
semecTs. Temneparypel niiaBieHUs ONPEREIsaIn Ha
nipubope “Boetius” (I'ILP).

5-bpomsanepar xonecrepuna (II). K oxnaxnenso-
my go 0°C pacrsopy 1.8 r (0.5 MMons) xonecrepuna (I)
B 8 MIl GE3BOAHOTO XNIOPOgOpMa 1 2 M THPUIYHA ITPU-
faBnsuin 110 KamisM pacteop | r (0.5 mMmous) xmo-
paHr#apuaa 5-6poMBaIepuaHOBOil KHCIOTHI B 6 M
xn0pocdopma. PeakMOHHYIO Maccy BBIAEPIKHUBAIH
48 4 npu 19-20°C, pobasnsnu 30 Ma xnopodpopma,
IpoMBIBau Bogo# (2 x 30 M), BeicymBanmy Na,SO,,
ynapusanu. OcraTox xpomaTorpachpOBann Ha KO-
JIOHKE, 3JIIOMPYA CMECHIO ETPONEAHEIA 3bup—ToTy-
on(6:1). BLIXOH065F(37%) T. 1. 78-82°C, R,0.41
(A); MK (v, em™): 2830, 1736, 1460, 1370, 1240 670;
'H-SIMP-cniexrp, 8, m.i.: 0.68 (3 H, ¢, CH3), 0.86 (3 H,
n, J 6.8 T'y, CHy), 0.92 (3H, p, J 6.7 I'u, CHy), 1.02
(3 H, ¢, CH;), 1.10-1.60 (23 H, M, Chol), 1.65-2.05 (7 H,
M, 3 H Chol, BrCH,CH,CH,), 2.28 (2 H, M, H,4"), 2.30
(2 H, 1, J 6.8 T'y, CH,COO), 3.40 2 H, T, J 6.7 I'yy,
BrCH,), 4.55 (1 H, m, H3"), 5.35 (1 H, M, H6").

N-(4-XoxecTepuaoKcHKapGOHUIO Y THIN) MMHAA30JT
(I1I). PacrBop 0.20 r (0.4 mMmonb) 5-OpoMBanepaTa
xonectrepwra (1), 0.12 r (2 mMonb) umugazona, 0.70 ¢
(3 Mmonb) fiogupa HaTpus B eMecu 8 mut DMSO u 4 mn
xnopocdopma narperanu 3 4 npu 70-75°C. Peakuu-
OHHYIO Maccy oxJyaxmanu, npubasinsnn 30 M X10po-
topma, npomeiBanu Bopo#t (2 X 30 mu), cymann
Na,SO,, ynapusamu., OcraTok xpoMaTorpaupoBa-
Y| Ha KOJIOHK(‘), IMOUPYS CMECHIO XIOpOdOpM—MeETa-
Hon (25 : 1). Buixog 0.12 r (62%), 1. . 122-124°C,
R0 56 (E) macc-criekTp, mfz: 538.3 (M UK (v, em):
3350 2890 1730, 1490, 1460, 1380, 1240, 1190, 1020,
790, 655; 'H-SIMP-cniekrp, 8, m.j1.: 0.68 (3 H, ¢, CH,),
0853 H,pn,J67 Ty CHy), 094 3H, n,J 6.7 I'n,
CH3), 1.01 (3 H, ¢, CH;), 1.10~1.62 (23 H, M, Chol),
1.68-2.03 (7 H, m, 3 H Chol, *NCH,CH,CH,), 2.22 (4
H, M, H,4', CH,C0O0),3.92 (2 H, 1,J 6.7 T'u, *NCH,),
Ne 6
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4.56 (1 H, M, H3'),5.31 (1 H, M, H6'), 6.83 (2 H, yuc,
CH=CH, Im), 7.02 (1 H, yur.c, NCH=N).

N-(4-XorecTepuaIokcHKapGoHuT 5y THIT)-N-Me TH.i-
nvupasomminoauy (IV). Pacreop 0.097 r (0.1 MMonb)
umupazonsHoro npoussopHoro (III) B 4 mn auerona
Harpesaxy 1 4 ¢ 0.3 M (0.3 MMOJTB) METUIIHIORKAA TIPU
55-60°C, yrmapusanu. OcraToK XpoMaTorpaiupoBanu
Ha KOJIOHKE, 3JIFOMPYS CMECBIO XJI0pOogopM—MeTa-
Hou (25 : 1). Borxop 0.078 r (76%), R;0.41 (B); macc-
cnextp, m/z. 558.1 [M]*; K (v, CM“l) 3360, 2780,
1730, 1580, 1480, 1330, 1180, 1020, 840, 720, 610;
'H-AIMP-ciextp, 0, M.K.: 0.68 (3 H, ¢, CHy), 0.86-
(3H, n,J 6.7 'n, CHy), 0.96 (3 H, 10, J 6.7 'y, CHy),
1.01 (3 H, ¢, CH3), 1.09-1.63 (23 H, M, Chol), 1.65-1.98
(7 H, M, 3 H Chol, *NCH,CH,CH,), 2.28 (2 H, yur.z, J
8 I'u, H4Y), 231 2 H, T, J 7.4 T'u, CH,COO), 4.02
(3H, ¢, 'NCH,), 4.31 (2 H, 1, J 7.4 T, *NCH,), 4.50
(I H,Mm, H3"),5.28 (1 H,m, H6'), 7.40 (2 H, c. CH=CH,
Im), 9.91 (1 H, ¢, *'NCH=N).

N-(4-XonecTepuIoKCHKaPGOHHIO Y THIN) IHPHAN-
i pomup (V). Cmeck 0.05 r (0.1 MMonb) coenuue-
gust (1) 1 1.2 mn nupupuHa Harpesany 9 1 npu 60°C,
ynapusand. OCTaToOK XpoMaTorpadupoBany Ha Ko-
JIOHKE, 3JIOUPYS IOCIENOBATEIBHO CMECHIO XJIOPO-
popm—meTanon (15 : 1), xnopodopM—MeTaHOI-BOLA
(65 :25 : 4). Berxon 0.045 1 (91%), R, 0.64 (B); macc-

criekTp, mfz: 548.3 [M]*; UK (v, c1vr N: 3400, 2850,
2010, 1730, 1634, 1480, 1460, 1360, 1180, 1020, 760,
660; lH—FHVIP—CrIeKTp, 3, m.u.: 0.68 (3 H, ¢, CH,),
0.86 3H,n, /67Ty, CHy), 092 (3H,p,J6.7 ',
CH;), 1.01 (3 H, ¢, CH,), 1.05-2.19 30 H, M, 26 H
Chol, *NCH,CH,CH,), 2.29 (4 H, M, H,4', CH,COO),
4.55 (1 H, M, H3),5.02 (2 H, 7, J 7 T'u, *NCH,), 5.35
(1 H, M, H6", 8.1, 8.48 u 9.46 (5 H, 3m, C;HsN™).

4-(N,N-Inmernaammonnounopun)-N-(4-xorecre-
puiokcukapoonnndyTu)mupummn (VI). Cvecs 0221
(0.4 mmons) 6pomupa (II), 0.135 r (0.12 MMoms) 4-
N,N-mumerunamudornupunauea, 0.60 r (3 MMons) fo-
gura gatpus pacteopsitu B 3.5 M DMSO u Harpesa-
a5 4 nipr 70°C. K peakunoHHON! Macce NpuOaBiIsann
30 mn xnopogopMa, NpoMbIBaTH BOROH (2 X 25 M),
cymunu Na,SO,, ynapusanu. OcTaToK XxpoMaTorpa-
(uvpoBaNK Ha KOJOHKE, SJIOUPYS CMECHIO XJIOPO-
opm—meTanon-soga (65 : 25 : 4). Beixop 0.134 ¢
(52%), R;0.61 (B); macc-cnexrp, m/z: 591.8 [M]*; UK
(v, cvr‘) 3400, 2900, 1730, 1640, 1570, 1460, 1374
1250, 1190, 1020, 720, 690; 'H-SIMP- cneKTp,S
0.68 (3 H, ¢, CH3), 0.86 3 H, n, J 6.8 'y, CHy), 0.92
(3H,n,J6.8 'y, CH;), 1.01 (3 H, ¢, CH,), 1.05-2.19
(23 H, M, Chol), 2.20-2.40 (8 H, M, CH,OCO, H4/,
NCH,CH,CH,), 3.25 (6 H, ¢, "N(CH;),), 442 (2 H, T,
J6 Ty, *"NCH,),4.55 (1 H, M, H3"),5.35 (1 H, M, H6'), 6.95
(2H, n,J 7 'y, 2 NCH=CH, Im), 840 2 H, i, J 6 I', 2
NCH=CH).

N-(4-XosiecTepuI0KCHKapoOHNASyTHI)MOPho-
aun (VII). Pacrop 0.185 r (0.3 mmons) Spomupa (1),
0.150 r (1.6 mmounb) Mopdonuna, 0.60 r (3 MMoOInb) #0-
nupa zHatpus B 3 mu 6e3pogHoro DMSO Harpesanu
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10 g ipa 70-75°C. K peakLUHOHHOH Macce npubasis-
1 30 M1 xnopocpopma, IpoMbIBay Bofo# (2 x 30 mir),
cymuny Na,SO,, ynapusamu. OCTaTOK XpoMaTorpa-
thupoBanu Ha KOJIOHKE, 3JIFOMPYS CMECBIO XJIOpO-
popm—meTanon (25 : 1). Beixon 0.160 r (86%), T.1u1.
72-74°C, R, 0.59 (b); macc-cniekTp, m/z: 556.1 [M]*;
WK (v, cwr : 2900, 1730, 1460, 1370, 1190, 1118,
1020, 760, 660; 'H-SIMP-cniektp, 8, m.1.: 0.68 (3 H, ¢,
CHj5), 0.87 (3 H, i, J 6.8 ', CH;), 0.92 (3 H, )1,]67
['u, CH;), 1.02 (3 H, ¢, CH3), 1.06-2.18 (28 H, M, 26
H Chol, CHZCOO) 2.26-2.40 (6 H, M, HA,
NCH,CH,CH,), 2.42 (2 H, M, NCH,), 345 (4 H, m, 2
NCH,CH,0), 3.70 (4 H, M, 2 NCH,CH,0), 4.58 (1 H,
M, H3"), 5.33 (1 H, m, H6").

N-(4-Xonecrepuiokcukapoonuadytui)-N-meTui-
mopdgomuunitnopun (VIID). Pacteop 0.12 r (0.2 MMmons)
Mopdonuaosaro npoussonnoro (VII) B 4 vt Gessop-
Horo aneroda HarpeBanu 1 ¥ mpu 65°C ¢ 0.3 mn
(0.3 mmonp) MeTunuoaupa. K peakunoHHON Macce
npudaBasany 25 M Xiopodopma, TpoOMbIBaId BOAOR
(2 x 20 mun), cymmmnu Na,SO, u ynapusanu. OcraTox
MEepPEKPUCTAILIN30BbIBANIN U3 7 M aueToHa. Boixoj
0.088 r (63%), t.n. 142-144°C, R, 0.47 (B); macc-
cexTp, mfz: 570.5 [M]*; UK (v, CM"I) 2900, 1730,
1460, 1370, 1250, 1190, 1020, 710, 680, 'H SIMP-
cuextp, O, m.z1.: 0.68 (3 H, ¢, CH,), 0.86 (3 H, 11, J 6.8 'y,
CH3),0.94 (3H, i, /6.8 'y, CHy), 1.02 (3 H, ¢, CHy),
1.10-1.60 (23 H, M, Chol), 1.64-2.04 (7 H, m, 3 H
Chol, *NCH,CH,CH,), 2.25 (2 H, M, H,4"), 242 (2 H,
T, J 7 I'n, CH,COO), 3.58 (3 H, ¢, *NCH3), 3.60~-3.98
(6 H, M, *"NCH,, 2 *NCH,CH,0), 4.08 (4 H, m, 2
*NCH,CH,0), 4.58 (1 H, m, H3"), 5.35 (1 H, M, H6").

N-(4-XoJecTepiioKCHKaApO OHMIG Y TIIT) ITHTTePASHH
(IX). Pacteop 0.27 r (0.5 mmone) 6pomupa (1), 0.21 r
(2.5 mmone) munepasuna, 0.90 r (3 MMonb) Hopupa
HaTpus B cmecu 8 M DMSO 1 4 M xnnopocpopma BbI-
pepxkusanu 3 1 npu 60°C. K peakuuoHHON Macce
npuOaBmsiiin 25 M xnopodopma, IPOMBIBaIN BOJOH
(2 x 25 mn), cymumnu Na,SO,, ynapusaan. OcraTok
XpomaTorpadupoBaIl Ha KOJOHKE, 3JTIOUPYS CMe-
ChbIO XJIOPUCTBIA MeTHiIeH—-MeTaHon (25 : 1). Beixon
0.17 r (67%), T.n. 128-134°C, R, 0.43 (B); macc-

KOHCTAHTHUHOBA u np.

crexTp, mfz: 555.4 [M]*; UK (v, em™'): 3350, 2830,
1730, 1460, 1360, 1190, 1060, 680; 'H-AMP-cnexTp,
d,m.1.:0.68 (3 H, ¢, CH;),0.86 (3H, 1,/ 6.8 T'r;, CH,),
093 (3H, n,J6.8 'y, CHy), 1.02 (3 H, ¢, CH;), 1.09-
1.60 (23 H, M, Chol), 1.62-1.98 (7 H, 3 H Chol,
NCH,CH,CH,), 2.20 (4 H, m, H4', CH,COO), 2.48
(2 H, M, NCH,), 2.85 (4 H, M, 2 NCH,CH,NH), 3.28
(4 H, m, 2 NCH,CH,NH), 4.45 (1 H, m, H3"), 5.32 (1 H,
M, HO").

Pabora nopggepskana rpanToM nognporpammsel “Ha-
LIMOHAJIBHBIE IPHOPUTETHI B MEUIIMHE K 3IPaBOOXPa-
HeHny”, HanpaBieHue 05. ' eHOgMarHocTuKa ¥ reHoTe-
panust (1999-2000), rpaHTOM rOCYnapcTBEHHOH TTOfI-
NEeP>KKH BERYLIMX HAy4yHbIX LIKOT PP Ne 00-15-866,
rpanToM POOU Ne 01-03-33234, rpanTom no dyHpa-
MEHTAaJILHbIM UCCTIEHOBAHUSM B 00JJACTH TEXHUYECKHX
Hayk, nofpasnes 3 “JlekapcTBeHHbIE U OHONOrHYEC-
KM aKTHBHbIE BelecTna’ .
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The Synthesis of Cholesterol-Containing Cationic Amphiphils with Heterocyclic Bases

T. V. Konstantinova?®, V. N. Klykov, and G. A. Serebrennikova
# Phone +7 (095) 434-8544, e-mail: konstantinova@httos.mitht.msk.ru

Lomonosov State Academy of Fine Chemical Technology, pr. Vernadskogo 86, Moscow, 117571 Russia

A number of cationic derivatives of cholesterol containing polar residues of N-methylimidazole, pyridine, N-
methylmorpholine, and 4-N,N-dimethyaminopyridine were synthesized by the interaction of the corresponding
heterocyclic bases with cholesterol 5-bromopentanoate followed by the treatment with methyl iodide in the
case of tertiary amines. In addition, N-(4-cholesteryloxycarbonylbutyl)piperazine was obtained for the prepa-
ration of pH-sensitive liposomes. The English version of the paper: Russian Journal of Bioorganic Chemistry,

2001, vol. 27, no. 6; see also http://www.maik.ru.

Key words: cholesterol cationic derivatives, transfection
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