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ITosnyueH psan KATHOHHBIX TMTIOKO3WIIUTITHUEPUAOB, ONSPHbIE OTIOBKH B KOTOPbIX NPECTaBAeHbI THPHU-
RUHHEBOH, N-MeTHAMOPQOIHHHEBOH H N-METHITHUMHAA30AHEBOH IpyNnupoBKaMu. CHHTE3 OCYIIECTBIICH
NyTeM KBATEPHU3AIMH OCHOBaHMI feHCcTBUEM 0-O-MeTaH- B 6-0-TonyoncynbhoHaTOB aleTHI3aMeLeH-
HOro MIIoKo3unauranepupa. CHHTE3HpOBaHHbIEe COeTUHEHHUS IPEIHA3HAYEHb] 15 HCHIOTL30BaHUS B CHC-

TEMaX NOCTABKHU FCHETHYECKOIO MaTepHralia B KIICTKH.

Kaiouesbie cnosa: 2auko3uaduzauyepudsl; 2AUKOAUNUObL, KAMUOHHBLE AUNUObL, MPAHCPHEKIUA.

BBEOEHHUE

J171st KOppeKIUY FeHETHYECKUX AS(PEKTOB KIETOK
U JIeYEeHUsE FEHETHYECKHX 3a00JICBaHUM Ir'eHHas Tepa-
¥4 UCHIONIb3yeT pa3luyHble METOAbI JOCTABKH TEpa-
NEBTHYECKOrO I'eHa B ie(peKTHbIE KIETKH, Tie U Oy-
JET B lalbHEeHIIEM OCYIECTBASTBCS €I0 3KCIPECCHUS.
B Hacrosiee BpeMs H3BeCTHBI METObI TpaHC(eEK-
UM, B OCHOBE KOTOPBLIX JIEXAT 3JEKTPONOpaLus,
6oMOapaupOBKa 3apSKCHHBIMA YaCTUHAMM, HHBEK-
must [IHK, ucnonp3oBanue BAPyCOB, JHIOCOM U pe-
UenTOP-ONOCPENROBAHHOIO I3HAOUMTO3a [1].

JIunodexuus — oquH U3 METOAOB FEHETHYECKON
TpaHCEKIMH, CTPEMUTENBLHO pa3BUBAIOIIUICS B [TO-
cnefgHue rogpl. B xayecTBe HOCHTENS NSl JOCTAaBKHU
reHETHYECKOro MaTepHaia B afpecHble KJIETKU OH
HCIIONB3YET KATHOHHBIE JIUNIOCOMBI, KOTOpBIE 00J1a-
[AOT PIfOM MPEUMYIECTB IO CPABHEHMIO C BUPYC-
HBIMH BEKTOPaMH: OHH 3a10uIaroT Mosiekyasl JHK,
MPHK u onuronykieoTupa oT MHaKTHBaLUUM H fe-
Tpafjaluy NOA REHCTBHEM KJIETOYHBIX (DEPMEHTOB,
He WH(EKIMOHHB!I, HE HMMMYHOTCHHBI, JOCTATOYHO
AOCTYNHAI [2].

Katnonnsie THIIOCOMBI (POPMHEPYIOTCS U3 KaTH-
OHHOTO am¢pucuna u gpyroro (0OObIYHO HERTPAIH-
Horo) nunuaa. HaubGonpmuil npUKIagHOd MHTEpEC
BBI3BIBAIOT METabONM3RPYEMble KAaTHOHHBIC NHIH-
Ibl ¢ MUHMMAalbLbHOM UUTOTOKCHYHOCTBIO. [loaToMy
HX IIOHCK HEJecoo0pa3HO NPOBOJUTH CPEAM MOIH-
(punMpoBaHHBIX IPHPOAHBIX THIIUJOB.

K nacrosuemy BpeMeHM CHHTE3MPOBaH OONBLION
Ha0Op KAaTHOHHBIX INIMLEPONHIHMAOB, OTBEYAIOMIMX
OCHOBHBIM CTPYKTYPHBIM TpeOOBAHUAM, IPENBABIISAC-
MbIM K KaTHOHHbIM JIHIIUZAM, IpefHa3HAYEHHBIM IS
MX KCIIONIb30BaHMS NPU TpaHCheKIMU: HaIM4YKHe ABYX
TupOpOOHBIX 3aMECTHTENIEH U NONIOKUTENBHO 3aps-
>KEHHO¥ I'OJIOBKH, pa3fesIeHBbIX CIeHCePHOMH [PYIINION.

#ABTOP Ans nepemucky (ten.: (095) 434-85-44).

PE3YJIBTATHI 1 OBCYXIEHUE

B passuTue HCCIENOBaHMIA IO TOUCKY HOBBIX Ka-
THOHHBIX THUECPOJHNIHOB HAMH HPERNPUHAT CHH-
T€3 KaTHOHHBIX [NIIOKO3WIUTIHLEPUIOB C IPOCTOH
9(PUPHOH CBA3bHIO, COREPKALUUX B KA4eCTBE Clieicep-
HOM Ipynibl GHORETPAgUpPYEMOE MIIIOKO3UINIHIEDH-
HOBOe 3BeHO. I'mapoco6HbIA parMeHT HpERcTaB-
JIEH IBYMSI OKTa[CIMILHBIMY OCTaTKaMH, a B KAaYeCTBe
KaTHOHHOH TI'PYIUIbI HUCTIOAB30BAaHbI MUPUAHHHEBAS,
N-meTunmopdonunyeBass U N-MeTHWIMMuUAAa30Ke-
Basi FPYIIHPOBKH.

Crparerus CHHTE3a COCTOSNIA B [IPEABAPUTEIEHOM
HOCTPOCHMM TIIOKO3HIMITIUIEPUHON MaTpHUB! C
AoCNeRyromen foCTPONKOH KaTHOHHON I'OJIOBKH Ny-
TeM KBAaTCPHHU3AUMH TPETUYHOro amuHa 6-O-Cyib-
doHaTaMH 3aMELICHHBIX T[VIFOKO3WIIUIIIHIEPUIOB
(MeTaH- ¥ TONyoiCyNbOHATHI).

OC18H37
CH,R E 18H37 CHR
/\: ; _ap C Ao
OCl8H37
AcO AcO CgHs;
OAc OAc
R = OAc (II), OH (IV),
R = OAc (I), OTs (VID), -OMs
+
oMs (v, =Ny (v,
“OTs
oTs (viin, -N( ) (1X),
"QT_§ ~OTs
L& JxyMesg” oD,

[t rIMKO3UAMPOBaHHS JUITTMIEPUA HAMK BIIEp-
Bble Ob11 ONPOOOBAH HOBBII TIOAXON, 3AaHUMCTBOBaHHBIN
M3 XUMMH [VIHHHOIIETIOYEYHbIX AJIKMITJIMKO3UI0B [3].
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Konpencanust raukosunupyroiiero arcura (I) u
rac-1,2-puankunrauyepuna (I1) [4] nposogunach Ha-
mu B annapare Cokcnera B npucytrctBud CdCO; u
APOKAJNIEHHOTO IPaHylHPOBAaHHOrO cuiaukarens [3].
CrepeoceneKTHBHOCTD TJIMKO3WIHPOBAHUS ONpefie-
astnack ¢ nomouibio H-SIMP-cniexTpockonum, KoTo-
pasi ykazana Ha oOpasoBaHue B-anomepa (8 4.56 M. 1.,
J12 7.8 I'). CnepoB o-aHOMEpa OOHAPYAKEHO HE OBLIO.

YpaneHue aHETWIBHBIX 3aI0UT MO 3eMIUICHY
(meficTBueM MeTHIIaTa HATpPHUSI B METAHOIIE) PHUBO-
nuio K rmokoswiguranuepuny (V) [5. C. 119]. Cne-
AYIOIMM 3TANlOM CHHTE3a SIBUJIOCH U30HMpaTENbHOE
BBEJCHHE METaHCYyNb(pOHATHOU rpynnsl mo C-6 oc-
TaTka D-rmoko3bl. CoriacHo NHTEPAaTYPHbIM JaH-
HbIM [6], u3bupaTenbHOE METAHCYIL(OHHIUPOBA-
Hue o-D-metunrmokonupanosupa no C-6-monoxe-
HUIO JOCTUraeTcs NpOoBeeHHEM npouecca npyu —18°C
M 9KBUMOJSIPHOM COOTHOLIEHMH PEarupyrolyx Be-
wecrs. Hamu npoBopgunack o6paboTKa TIIFOKO3UI-
purnunepuna (IV) MerancynbGOHUIXIOPHIOM B yKa-
3aHHBIX YCIIOBHSIX, fajie€ MOJIyYEHHOE COEKMHEHME
0e3 BbICICHHS aleTIIIMPOBATH U IOABEpPrajlu Xpo-
MaTorpapuueckon ounctke. Buixoy coepunenns (V)
cocraBun 49%. BenuuuHa m/z MONEKYASpPHOro HOHa
B MacC-CIIEKTPE COOTBETCTBOBAJA MOJIEKYISPHON Mac-
ce oxupaemoro coeguuenust (V), a 'H-SIMP-ciextp
HNOATBEPRUII €TO CTPYKTYPY.

KBaTepruzauuio napuiuHa NpOBORMINA TIPH KH-
NSYEHUM €ro ¢ METAHCYJIBL(OHATOM IIIIOKO3WI[H-
rmauepuna (V) [6]. Llenesoe coepunrenue (VI) Gulno
OYMLIEHO ¢ TOMOMIBIO IpenapaTnsHoil TCX Ha oxu-
cH amoMuHuA. Bbeixog ero cocrasui 61% (23% Ha
coepudenue (IV)). Crpykrypa KaTHOHHOrO nAUMUAA
(VI) nonTBepKAeHa ¢ MOMOIIBIO MACC-CIIEKTPOMET-
pun u 'H-SIMP-ciekrpockonuu.

[Tonxon, ocHOBaHHbBIN HA KBaTCpHH3ALUH MHPHU-
nuHa 6-O-n-Tonyoncyas(OHATOM [ITIOKO3HMITUTIIH-
LHepHAa onpoboBaH HaMu paHee [7]. DTUM crrocobom
OblI NMONYYeH KATHOHHBIA TNIOKO3WIZMITHUCPHU] C

NOTEHUMANBHOH aHTH-PAT-akTHBHOCTHIOX, copep-
sauwuit npu C-2 riInuepHHa METOKCHIIbHBIA OCTATOK.

B passuTue 3THX MccnenoBaHHME HaMu ObLI OCy-
LIECTBIEH CHHTE3 KATHOHHBIX TIIIOKO3WIAUTIIHIEPU-
o (IX)—(XI) kak BOBMOXKHBIX MEIUATOPOB reHETH-
YECKOU TPAaHC(EKIUH C IBYMS] AAHHHOUENOYEYHBIMHU
annaTAYeCKUMH OCTaTKaMHU B MITHLIEPUHOBON Yac-
TH MOTIEKYJIbI.

I'nukosunuposanue purmuuepuna (I1) [4], kak u B
OpeabIAyieM caydae, NPOBOAMNIOCH B annaparte
Coxcnera npu 1.7-KpaTHOM M30bITKE TO3UIMPOBAH-
Horo rioko3undopomupa (VII) B npucyrcrenu CdCO,
IpH KUOAYEHUH B Tosyouse [3]. Beixom ramkosupa
(VHI) nocie KONOHOYHOU XpomaTorpaduu cocra-
Bun 79%. Hamm ObLIO HM3y4YeHO B3aMMOJEHCTBUE
6-O-ronyoncynbsonara (VIII) ¢ nupugunom, N-me-
TUAUMHAA3010M H N-MeTHiMopgoauHoM [7]. Peak-

*®AT — pakTOp aXTHBALMH TPOMOOUUTOB.

BUOOPTAHUYECKASA XUMHMS  tom 26

AJIbIIOSVBHU u np.

U¥s1 TPOBOMMNACH B CPEJle KHUIISLIEro NUPUAHHA, Me-
THJISTUIKETOHA H HUTPOMETAHA, COOTBETCTBEHHO,
npH 130bITKE OCHOBAHMA. BriGop pacTBOpUTENd On-
pEenesAcs paCTBOPUMOCTEIO KOMIIOHEHTOB pEaKly-
OHHOH MAaccChl.

Coepunenus (IX)—(XI) 6b1mu OXaPaKTepHBOBaHbI
¢ TOMOUIbIO Macc-crieKTpomeTpul, 'H-AMP-cnekt-
POCKOMUH 1 (PU3NKO-XUMHUYECKNX KOHCTAHT. Crnegy-
€T OTMETHUTH SIPKO BBIPasKEHHYIO amM(pUPUABLHOCTD
MONYYEHHBIX COEAMHECHUH, KOTOpasi YCIOXHHIA HX
BBIJCJICHUE U OUUCTKY.

Taxum ob6pa3zoM, B xofe npopeiaHHoR paboThI Obl-
JIO TIOKA3aHO, YTO KBAaTEPHHU3AlMs reTEPOLMKINnYec-
KHX OCHOB2HWI REHCTBHEM METaH- U A-TOJIYONCYlb-
(ponaroB mporexkaeT oguHAKOBO ycnelnHo. OpHako
Oonbllass peakKUUOHHOCIIOCOOHOCTb METAHCYJIb(go-
HUJIXJIOpHAA NPH HU3KHMX TeMIlepaTypax MO3BOJSET
ROCTHYB JydlIel H30HpaTeNbHOCTH CYNb(OHUINPO-
BaHUs IEPBUYHOHN TUAPOKCHIBHON IPYIIIbI YIIEBO-
HOH 4aCTH MOJIEKYJIBL.

OKCHHEPUMEHTAJIbHAS YACTb

B pabore ucnonb3oBasu NeperHaHHble pacTBO-
PHUTENU W pEareHThl OTEYECTBEHHOIO NMPOH3BOACTBA:
n-TOJYOJNCYNbMOXIOPH], THPUINH, A TAKKE METHII-
oaTHNKeTOH u uuTpoMeradH (Reanal, Benrpus),
MeTaHcynbpoxmopul, N-Metunumuaaszon, N-MeTHi-
mopdonun  (Fluka). Hcxopssie 2,3,4,6-teTpa-
O-aueTtun-o-D-rirokonupaHoswnbpomus (I) u
2,3,4-tpu-0-auetun-6-O-To3u1-0-D-rroKonupaHo-
3unopomup (VII) 6b1n nony4deHn! 06pabOTKON MEH-
tauerara-B-D-rnokossr [5, C. 115-116, 123-125] u
1,2,3,4-terpa-0-auetun-6-O-ro3uni-f3-D-rinokonupa-
HO3bI [8] HACBILIEHHBIM pPacTBOPOM OpPOMHCTOTO
BOJIOpOJa B JeNsiHOH ykcycHoi kxucnorte [9]. 1,2-Iu-
okTagemi-rac-rnagepud (II) nonyyanu nmo pasee
pa3paboTaHHOMY MeToqRy [4].

TCX nposomwiu Ha cunygone UV-245 (Che-
mapol, Yexust) u nuacrtunkax Kieselgel 60 (Merck).
[IsitHa Ha cunydone OOHapYXHBaJIM [IPOKaIHUBAHH-
eM, JI7isl OOHapy>KeHHUs ATEeH Ha miuacTUHKax Kiesel-
gel 60 npuMensiu onpeickupanue 50%-Hoit BOgHON
H,SO, ¢ nocnenyromum npokanusasueM. s ueH-
THUKALMY IPOU3BOJRHBIX TPETHUHBLIX AaMHHOB H Ka-
THOHHBIX JIMITMAOB MPUMEHSNY peakTuB [ parenpop-
¢da. Cucrems! pig TCX: nerponeitnblit acpup—acup,
1:3 (A), xnopodopM—meTaHon—aneToH, 18:2: 1 (b),
xJopohopM—MeTaHoN-Boxa, 65 : 25 : 4 (B), nerpo-
JeiHbId a¢pup — acpup, 1 : 1.5 ('), xmopodopm—MmeTa-
Hom, 4 : 1 (JI). KonoHo4HyIO0 XpoMmaTtorpaguio npo-
pogunu Ha cuirakarene L 40/100 u L 100/250 mkm
(Chemapol, Yexus), npenapatuBayro TCX — Ha Heil-
TpanbHOU okucu amroMuHust L. 40/250 (Chemapol,
Yexust). Criektpsl 'H-IMP peructpupoBaii Ha uM-
NyJIbCHOM (pypbe-crniekTpoMerpe “Bruker MSL-200”
(200 MI'y) (I'epmanus) B feidTepoxaopoopMe Uin
cMecH aedTepoxnopogopm—ageiTepomeTaso, 1 : 1.
Macc-cnek TpoMeTPHS BLITOJHEHA HAa BPEMSTIPOJIET-
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HoM Macc-criekTpomerpe MCBX (r. Cymel, Ykpan-
HA) C MOHH3auMeNR ockolkaMu aenenus 22Cf. Ycko-
psroliee HanpsikeHue +5 winu £20 xB. Temnepary-
prl IUIaBIEHHS OIpefiesieHbl Ha npudope Boetius
(I'epmanust). Yriibl ONTHYECKOTO BpalleHUST H3Meps-
a4 Ha (POTO3JIEKTPHUYECKOM CIEKTPOIONSIPUMETPE
Digytor Yasco mopens DIP 360 (SInouus).
rac-1,2-In-0-oxkrageunn-3-0-(2,3,4,6-rerpa-0-
aueTwi-3-D-riokomupanosun)muepnd (II). B gpyx-
ropityro Kooy eMkocTbo 100 Mi1, CHaOKEHHYHO JIKC-
TpakTopoM COKCleTa, 3allOTHEHHBIM TPOKAICHHBIM
TPaHyIUPOBAHHBIM cruiukarenem (7.5 r), moMelanu
3.3 1 (5.53 mmonn) 1,2-muokragenunrnunepuna (ID),
60 mn Geszsopgmoro Tosiyosta u 2.14 r (12.4 Mmouns)
CdCO;. Cmechk xungTiny 2 4, 3aTEM B Te4eHHE 1 4
YETBIPbMST PABHBIMU MOPUMSIMH ROOABASIH 7 T
(17.02 Mmmons) 2,3,4,6-teTpa-O-aneTun-o.-D-TIoKo-
nupanosunopomupa (I). Euge yepes 4.5 4 peakuuon-
HYIO CMEChH OXJIaK1alH, OT(HUILTPOBLIBAIM COMIH Kaf-
MMsI, OCalOK POMBIBAIIN X1opocopMoM (3 X 20 mi),
¢unprpar ynapusanu. OcTaTok XpomaTtorpagpupo-
BalH Ha KOJIOHKE, 3MIOUPYS CMEChIO HEeTPOICHHBIN
acpup—acpup, 100 : 7. Beixon 4.1 1 (80.1%). [at]5 ~7.06
(c 1.5, xnopocpopm), R, 0.63 (A). Macc-criexTp, m/z:
[M]* 926.8. 'H-IMP-cnekrp, 9, m.1.: 0.88 (6 H, T, J
6.8 Tu, 2 CHy-CH;, 125 (60 H, ym c,
2 (CH,),sCH,), 1.59 (4 H, M, 2 OCH,CH,), 2.01, 2.03,
2.05, 2.1 (12 H, ¢, 4 COCH,), 3.38-3.73 (9 H, M,
2 OCH,CH,, CHOCH,, OCH,CHCH,O, npoToHs!
Gro), 3.86-3.96 (1 H, M, H-5 Glc), 4.19 (2 H, M, H-6
Glc), 4.56 (1 H, 1, J 7.8 Ty, H-1 Glc), 4.86-5.06 (2 H,
M, H-2 u H-4 Glc), 5.12-5.27 (1 H, M, H-3 Glc).
rac-1,2-In-0-okrageuun-3-0-p-D-raokonupa-
roswnrmmuepns (IV). K pacreopy 4.1 r (4.42 Mmoib)
rinroko3uga (III) B 75 mi meranona u 20 ma xmopo-
¢dopma nobGasnsanu 1.72 Ma 2 H. pacTBOpa METHIIATA
HaTpUd B METAHOJIE W BbIepxkuBaiu 1 4 npu 19—
20°C. PeakIIMOHHYIO Maccy o0pabaThIBANH [{ay3K-
coM 50W x 8 B H*-popme, dunbTpoBamu, cMoiry
IIPOMBIBANIY CMECBIO xJtopodopM—meranon, 1 : 1,
pacTBOpHTeNu OTroHsin. OCTaToK XpoMarorpadu-
pOBaNH Ha KOJIOHKE, SJIFOUPYS CMECBIO XI0podopM—
MeTanon, 9 : 1. Beixog 3.04 v (90%). T. mn. 112—
114°C, [OL]ZDO -2.8° (¢ 1.5, xnopodopm), R, 0.35 (B).
Macc-cnektp, m/z: [M — Gle]* 597.5, [M + Na]* 781.4,
[M + ONa]* 797.5.
rac-1,2-1u-0-oxkragenun-3-0-(2,3,4-1pu-O-ane-
THI-6-0-MeTancyabhount-B-D-riioxonupano3wn)
rambepun (V). K pactBopy- 0.1 r (0.13 mmons)
rac-1,2-gu-O-okrageyuin-3-0-B-D-rroKonupano-
sunraunepusa (IV) B 5 ma 6e3BogHOrO mupuguHa,
oxXNaxpeHHoMy 10 —15°C, npubasnsgnu oxnaxpicH-
He1i (—-15°C) pacrsop 0.014 r (C.13 MMonB) Me3uiI-
xnopupa B 0.5 M 6e3BopHOTO NupuuHa. CMech Bbl-
mepxkuBamu 19 4y npm ~15°C, 3atem pobGaBmsiu
0.07 ma Ac,0, BoigepxuBanu 2 cyt npu 19-20°C n
ylapaBailH B BaKyyme. BeliecTBO BBIZEISIIH KONO-
HOYHOH xpomarorpaduei, sNupys HeTPOJIEHHBIM
Ne 9
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supom. Beixon 0.061 1 (49%). T. 1. 80-82°C, [0
~11.8° (¢ 1.5, xmopodopm), R, 0.49 (A). Macc-
cnekTp, mfz: (M + 2H]* 965.9, [M + Na]* 986.6.
'H-SIMP-cnekrp, 8, ma.: 0.8 (6 H, 1, J 7 I'i, 2 CH,—
CH,), 1.20 (60 H, ymu. ¢, 2 (CH,);5sCH,), 1.54 (4 H, M,
2 OCH,CH,), 1.95,2.00 u 2.05 (9 H, 3 ¢, 3 COCHj;),
3.06 3 H, ¢, SO,CH»), 3.38-3.73 (9 H, M, 2 CH,CH,,
CHOCH,, OCH,CHCH,O, mporous!l Gro), 3.75-
3.88 (1 H, m, H-5 Glc¢), 4.3 (2 H, m, H-6 Glc), 4.54
(1H, 1, J,,7.9 g, H-1Glc),4.83-5.08 2QH, M, H-2 u
H-4 Gl¢), 5.14-5.24 (1 H, m, H-3 Glc).
rac-1,2-Iu-O-okragenun-3-0-(2,3,4-rpu-O-aue-
THI-6-Ne30KcH-6-upuaunno-P-D-riawkonapaHo-
3mn)ramgepun, Merancyasgonar (VI). Pacreop
0.05 r (0.05 mMonb) Mesunata (V) B 2.5 Mt 6€3BOIHO-
ro NupHArMHA BeIgepskuBanu 3 1 npu 115°C u ynapu-
BaJI B BaKyyme. BelecTBO BBIACISUTH C TTOMOIIBIO
npenapaturoil TCX B cucreme B. Brixog 0.032 r
(61%). [oc]éo +1.4° (¢ 1.5, xnopodopm—meTanon, 3 : 2),
R;0.59 (B). Macc-ciextp, m/z: [M — OMs|* 943.461.
'H-AAMP-cniextp, &, ma.: 0.8 (6 H, T, J 7.1 Iu,
2 CH,CHjy), 1.21 (60 H, ym. ¢, 2 (CH,),;sCH;), 1.57
(4 H, m, 2 OCH,CH,), 1.95, 2.00 u 2.05 (9 H, 3 c,
3 COCHy), 3.1 (3 H, ¢, SO,CH;), 3.3-3.65 (9 H, M,
2 OCH,CH,, CHOCH,, OCH,CHCH,O, npoToHbI
Gro), 3.70-3.80 (1 H, m, H-5 Glc), 4.16-4.28 (2 H, M,
H-6), 4.60 (1 H, T, J;; 7.8 T'n, H-1 Glc¢ ), 4.72-4.94
(2 H, M, H-2 u H-4 Glc), 5.15-5.37 (1 H, m, H-3 Glc),
8.05,8.57u8.95 (S H, 3 M, C;H;N™).
rac-1,2-In-O-okrapeunn-3-0-(2,3,4-rpu-0-ane-
THI-6-0-Tonyonacyabpounn-f-D-rmokonupano-
3nm)rauuepun (VIII). Coepunenue (VIII) nony4anu
B ycnoBusix cuHTe3a Terpaanerata (III) B3aumonei-
crereM 0.18 r (0.31 MmMonn) 1,2-1HOKTaNe (UITIHALE-
puna (IT) u 0.28 r (0.53 MMons) 2,3,4-tpu-O-aueTHin-
6-0-Tonyoncynb(poHHI-0.-D-TIFOKOTHPAaHO3HIOPO-
muga (VII). Ocratok xpomartorpagupoBann Ha
KOJIOHKE, 3JIIOMPYS CMEChK HEeTpONeilHblil 3dup—
aup, 7 : 3. Boixog 0.25 r (79.1%). R, 0.54 (I).
'H-SAMP-criextp, 0, m.i.: 0.86 (6 H, 1, J 7 'y, 2 CH,~
CH;), 1.23 (60 H, yu. ¢, 2 (CH,),;sCH,), 1.59 (4 H, M,
2 OCH,CH,), 1.97,2.01 v 2.16 (9 H, 3 ¢, 3 COCH,),
242 (3 H, ¢, CH,CH,), 338373 (9 H, wm,
2 OCH,CH,, CHOCH,, OCH,CHCH,O, npoToHs!
Gro), 3.86-3.96 (1 H, m, H-5 Glc¢), 4.19 (2 H, m, H-6
Glc),4.56 (1 H, 1, J 8 I'u, H-1 Glc), 4.86-5.06 (2 H, M,
H-2 u H-4 Glc), 5.12-5.27 (1 H, M, H-3 Gl¢), 7.35 u
7.78 (4 H, 2 g, C¢H,CHs).
rac-1,2-u-O-oxrapenunn-3-0-(2,3,4-rpn-0-aye-
THII-6-X€30KCH-6-nupuuHnO-B-D-rinokonupaso-
3T rangepus, n-roayoncyasgonar (IX). Pactsop
0.13 r (0.125 mmonw) To3unata (VIII) B 0.11 mn
(1.25 MmMonp) 6€3BOJHOrO MUPUAMHA BBIJEPXKHUBAIH
5.5 u npu 115°C u ynapusanu B Bakyyme. OcraTox
xpomaTtorpaupoBay Ha KOJIOHKE, 3IIOMPYs CMe-
Cbr0 xNnopodopm~meranon, 13 : 7. Brixog 0.114 r

(81.5%). [oc]g) —4.3° (¢ 1.5, x10pohopM—METAHOII,
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3:2), R; 0.45 (B). Macc-cuekrp, m/z: [M — TsOJ*

946.2. '"H-SIMP-cnexrp, 8, m.i.: 0.85 (6 H, 1, J 7 T'y,
2 (CH,),;s—CH,), 1.27 (60 H, ym. ¢, 2 (CH2)15CH3)
1.52 (4 H, », 2 OCH,CH,), 1.95,2.00u 235 (9 H, 3
¢, 3 COCH»),2.32 (3 H, ¢, C(H,CH,), 3.27-3.60 (9 H,
M, 2 OCH,CH,, CHOCH,, OCH,CHCH,O, npoTo-
ubl Gro), 3.65-3.82 (1 H, M, H-5 Gl¢), 4.10-4.30 (2 H,
M, H-6),4.57 (1 H, 1, J,, 7.8 Ty, H-1 Glc ), 4.75-4.93
(2 H, M, H-2 u H-4 Glc), 5.18~5.38 (1 H, M, H-3 Glc),
7.1517.72 (4 H, 2 5, C;HL,CH,), 8.1,8.57 u 8.97 (5 H,
3 M, CsH N,

rac-1,2-Tu-O-okragennn-3-0-[2,3,4-tpu-O-aue-
TUI-6-1e30KCcH-6-(N-MeTHAHMKIA30/150)- B-D-rif0-
KONMpPano3uarauuepus, n-roayoicyibgonar (X).
Cmecy 0.027 r (0.026 mmons) tosmnata (VIID) ¢
0.10 M (1.22 MMONIB) N-METHIMMHBAA3072 B 2 MJT Me-
TUISTHIKEeTOHA BigepskuBany 30 4 npu 80°C u yna-
puBanu B Bakyyme. OcTaTOK XpoMaTorpagpuposanu
Ha KOJIOHKE, 3JIOMPYS CMEChIO XI0podopM—MeTa-

Hom, 13 : 7. Beixon 0.024 1 (82.5%). [0l —2.4° (¢ 1.5,
xnopodopm—meranon, 2 : I). R 0.45 (). Macc-
cnekTp, mfz: [M — TsOJ* 950.1. 'H-SMP-cnekp, 9,
m.ja.: 0.80 (6 H, 1, J 6.9 T'u, 2 CH,—CH,), 1.25 (60 H,
ym. ¢, 2 (CH,),sCH,), 1.65 (4 H, v, 2 OCH,CH,),
1.95,2.00 u 2.10 9 H, 3 ¢, 3 COCHy), 2.25 3 H, ¢,
*N-CHs,), 2.31 (3 H, ¢, CgH,CHj), 3.30-3.60 (9 H, M,
2 OCH,CH,, CHOCH,, OCH,CHCH,O, npoToHsI
Gro), 3.90-4.00 (1 H, M, H-5 Glc), 4.20430 (2 H, M,
H-6), 4.65 (1 H, 1, J;, 7.9 T'u, H-1 Glc), 4.74-4.93
(2H, M, H-2 u H-4 Glc¢), 5.20-5.39 (1 H, M, H-3 Glc),
7.05-7.59 (6 H, m, C.H,CH;, CH=CH), 10.55 (1H,c,
*NCH=N).

rac-1,2-Jiu-0-oxrapenui-3-0-[2,3,4-rpu-0-aie-
THI-6-1e30KcH-6-(N-MeTnimMopdonnuno)-p-D-riako-
KONUPARO3WI)INIMIEPHH, n-Toxyoacyabponar (XI).
Cwumecp 0.0135 r (0.013 mmons) tosunarta (VIII) ¢
0.1 mn (1.07 mmone) N-metuimopdonuna u 0.5 mn
HUTpOMeTaHa Bbifepxusanu 46 4 npu 100°C u yna-
puBany B Bakyyme. OcTaTok xpoMmarorpagupoBaiin

AJIBIIODUBY u np.

Ha KOJIOHKE, 3JIOUPYS CMECHIO XJIOpOGhOpM—METa-

aon, 13 : 7. Beixop 0.011 r (74%). [oc]i)o -0.2°(c 1.5,
xnopocopm-meTanon, 2 1 1). R, 0.38 (J1). Mace-
crnexrTp, m/z: [M — TsOJ* 967 4. Hl SIMP-criexp, 6,
M. 0.82 (6 H, 1, J 6.9 I'y, 2 CH,—CH3), 1.23 (60 H,
yur ¢, 2 (CH,),sCH,), 1.60 (4 H, M, 2 OCH,CH,),
1.90, 1.95 u 2.05 (9 H, 3 ¢, 3 COCH»), 2.21 (3 H, ¢,
*N-CH,), 2.15 3 H, ¢, C4H,CH,), 3.45-3.55 (9 H, M,
2 OCH,CH,, CHOCH,, OCH,CHCH,O, npoToHsI
Gro), 3.70 (4 H, M, 2 NCH,CH,0), 3.80-3.90 (1 H, M,
H-5 Glc), 4.00 (4 H, M, 2 *NCH,CH,0), 4.20-4.30
(2 H,Mm,H-6),461 (1H,1,/,,7.8 Ty, H-1Glc ), 4.72—
4.90 (2 H, M, H-2 u H-4 Gl¢), 5.21-5.37 (1 H, M, H-3
Glc), 7.05n 7.55 (4 H, 2 o, CCH,CH.,,).
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The Synthesis of Cationic Glucosyl Diglycerides

Z.Ya. Alshnaibi#, N. G. Morozova, and G. A. Serebrennikova

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

A series of glucosyl dialkylglycerols with the pyridinium, N-morpholinium, and N-methylimidazolium polar heads
were synthesized by quaternization of the corresponding bases with the acetylated glucosyl diglyceride 6-O-meth-
ane- and 6-O-toluenesulfonates. The resulting compounds were designed for the use in gene delivery systems.

Key words: glycosyl diglycerides, glycolipids, cationic lipids, transfection

# To whom correspondence should be addressed; phone: +7 (095) 434-8544.

For the full text of English translation of this article, see Russian Journal of Bioorganic Chemistry, 2000, vol. 26,
no. 9. It is also available (free) in PDF format through the Web Site http://www.maik.rssi.ru/.

BHMOOPTAHNYECKAA XUMHA

ToM 26 Ne 9 2000



