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Cpemu papa amanoron 2 -Je30KCHNYKICO3WHOB, MONAQUOMPOBAHHEIX 110
3'-monoennio, ONpeleleHHbIl WHTEPEC TIPeCTABISALT 3 -Ie30KCH-3 -aMHAO~
camupmn (3'NH,T). Ogmaxo csoiicrso 3'NH,T 6piTh mpepmiecTBeBHAKOM aK-
teHOro marubmropa [1] me maxomwT OpPUMEHeHES B AHTHBUDPYCHOM XHMIO-
TEePATMY B CBASH ¢ TeM, 4To 5 -rpmdocdar HAITHOTO aHAJOra ABIAETCS MAaJ0-
cenextupnbiM 1 dhderTusro mopasuger cumres [HI, raramusupyemeril Kax
o0paTHRIMI TpaHCcKpuITazaMu perposupycos, Tak m JIHHK-mommmepazamn de-
rosexra. Tar xar ¥3BeCTHO, Wr0 OOPATHBIE TPAHCKPHNITASHI PETPOBAPYCOB Me-
mee nabuparenpubl K MopuduimupoBanasiM cyberparam, sem [ HH-nomumepa-
351 BBHICIIMX OPTaHm3MOB [2], Hpecranisaioch HMEPCICKTUBHBIM BBeJeHEE HO-
HONTHATEIbHEIX Mopuduramuit 8 Momeryny 3'NH,T. ITousitkm Ttaxoro poja,
HalpaBiennble HA MmOAydeHue o -anumauposasneix amanoros 3’ NH,T, vime
IpeNIpHHAMANNCh, HO, IO-BUJAUMOMY, 9TOT THI IPOM3BOMHBIX OKASANLCA MAJO-
nepenekTuBEEBM |3].

Msr mpemmonossmaw, UTo AJgd  COXPaHEHHA CIOOCOOHOCTH  LIPOMBBOJHLIX
3'NH,T wmruomposars curtes JHK wmeobxomgmMo coXpaHeHHWE OCHOBHEBIX
c¢poficTe aroma asora mpm G3'. IlosroMy mpemcTaBasioCh MHTEPECHBIM TOIY-
anth 3 -N-anrunuposasmsle npoussogusic 3 NH,T nua msydeEns mx cmocol-
HOCTH MATHOUPOBATH DPEITMKALKIO DPETPOBHPYCOB, a TAKIKE A M3YISHHA
cyberpataoit crnemuduunoct wx 5 -tpudocdaros k pasamarbiv [ HK-mouan-
Mepasam.

B macroameli paore mpemro:ensl obigie MeTofsl cuuTeza 3 -N-MoHo- 1
maankuruposarubiX nponssonuerx 3 NH,T. Honmrrm nx moxywenns ms 3'-O-
MC3HIAPOBAHHOr0 KCHIOHYRICO3UKA B PEAKIMH C HBHBIIHME aJKHIAMIHAMM
He TIPUBENN K JKeNTaeMBIM mpojykram [4]. Memonpsosanue HaMu TpafuIHoH-
HBIX. METOOB AJIKIJIMPOBAHMA aMHHOIPYNIN B PEARIAH ¢ AJTKUITATOTeHIIAMI
B IPUCYTCTBHI OCHOBRHHI IIOKABAJT0, ITO MEPBOMATANBHHEIM 00HEKTOM alKi-
Jupopanug apxgercas N3 TeTepolUKINICCKOTO OCHOBAHMUL.
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B 1epBoM MeTONe HCXOJHBIM coefumHeHmeMm smBuancsa 2',3'-mmpesokcm-3'-
A3MMOTUMUNE, KOTODPHIT depes IPOMeKyTOUHY0 cragmio Tpufenmidocdmim-
MUHHEOTO TPOM3BONHOTO OB TPEBPAMeH ¢ HE3KMM BBIXOKOM B MOHOMETHITDO-
nssopmoe (I) melicrBueM mommcTOro MeTwiaa B JmoKcame. Bropoft MeTOm mo3-
BONMI TOJXYYUTH Taksae u puMertravudonpoussopnHoe (II). B oroam cryuae
pearmua 3'NH,T ¢ mapagopmom 8 MeOH, a sarem moccramosiaenne NaBH, ¢
BBICOKHM BBIXOJOM IPHBOLAI0 K o0Opasosammio cmecn coepmuennii (I) u (II)
co swaunTeabubiM npeobuaganumenm (1). 3arem (I) 6w TpamcopMuUPOBAH B
mpudocdar (II1) rpagurmuonuev meromom (POCI; B rtpmarmigocdarte, a 3a-
rem Terpabyrmiammommiimupodocdar) [5].

Crpoenme monydenubix mpoussomubix 3 NH,T poxasamo meromamu ‘H- &
HC-AMP, Y®-, Macc-CleKTPOCKOINA ¥ SMEeMEHTHEIM AHAIT30M.

Coedunenue (I). 'H-AMP-crexrp (250 MTu) s D,O: 8§ 7,61x (1H, Jis
1,2 I'm, H6), 6,18 mcesmo-r (1H, J» 6,3, H1"), 3,92m (1H, J.o 1,7, HE),.
3.82mn (1H, Joa o 3,2, Jora 56 —12,6, H5'a), 3,70mn (1H, Jss, . 4,9, H5'G),
3,34v (1H, H3'), 2,36m (1H, Jora o 7.6, Joa, 26 —10,6, H2'a), 227u (1H,
Jas, 50 6,0, H2'6), 2,32¢ (3H, N3-Me), 1,831 (3H, C5-Me). *C-AMP-cuexrp
(62,8 MT'm) & D,O: 8 169,7 (C2), 154,7 (C4), 139,8 (C6), 113,6 (C3), 87,6
(C1), 87,2 (C4'), 64,1 (C5"), 60,9 (C3"), 38,9 (C2'), 35,4 (Me-N), 14,1
(Me-C5). Macc-cnertp: 256 (M1 +1).

Coedunenue (1I). '"H-AMP-cnertp 8 D.0: 6 7,54x (1H, Jq s 1,2 Ty, HE),
6,07 (1H, Jy .- 6,6, H1), 4,04m (1H, Joo o 2/1, H4), 3,760n (1H, Jsa, o 2,6,
Joa, 56— 12,4, H5'a), 3,62nn (1H, Jys o 5,5, H5'6), 3,15m (1H, H3'), 2,43m
(1H, Jora 3 7,2, Jora, 206 —14,5, H2'2), 2,20m (1H, Jy5 o 8,5, H2'6), 2,16¢ (6H,
N3'-(Me),), 1,77n (3H, C5-Me). *C-AMP-cuexrp » D,0: 8§ 170,3 (C2),.
154,9 (C4), 139,9 (C6), 113,8 (C5), 88,1 (C1’), 84,9 (C4’), 66,7 (C5),
65,1 (C3"), 43,7 (C2"), 34,9 ((Me),-N), 14,2 (Me-C5). Macc-cnextp: 270
(M++1),

Tepmunaropusie csoficrsa (III) B Geckierounpix cucremMax OnIIE W3yue-
wel mo merogure [1]. YeranomieHo, 4TO OHO He TEPMEHMDYET JJIOHTALUIO-
npaiimepa upu raranuze [HNK-momumepasoit o wesoBeKa, HO ABISETCA Tep-
muEHpytomnM cyberparom mis JHK-mommmepassr f (medeHb KPBHICHI) U
oOpatHoll TpaHCKpUNTA3El BUpyca MuedoOmacrosa mruy (BMII) m sBupyca
uMMmynomeduuura venosexka (BMY). TepMmEanuoHHEBe cBOMCTBA COENMHEHMUS
(IIT) pnm meyx mocmepmux epmenton Ha 1,52 mopapra coabee, weMm s
5-rpugocharos 3'NH,T u asuporummuna. [lng cymecTBeHHOro TePMHUHH-
porauus HeoOxomuMm 300-wparnmii mabsiror coemumenus (111) mapx npupop-
wey dTTP. Ons JHR-monmsmepaser I us E. coli mabmoganocsk mecrenupu-
yecroe WHIHOMpoRaHme mpomecca. 110 gauHBIM METEOWTOPHOTO amaamsa ycra-
HOBJIEHO, UTO DeaRUWsd TonmMmepmaanyuy wuurumbuposanmack ma b0% mpum
robasnernn 10-xpatsoro mo ormormenwioo ¥ dTTP wuslnrTka LPOHSBOJHOTO:
(II1) past obparmoit rpamckpunrassr BUY, 30-wpatmoro usbeiTka miIs 06-
partnoir TpamckpunTasdsr BMII u 300-wparsoro maa JHK-momumepassr P.
JHR-nonmmepasa o genosexa me marmbuposanach paske 1000-mparEbiM 13-
Opitrom coepmuernna (111).

Taxum 00pasoM, IIOKA3AHO, UTO BBEJICHME AaNKWIBHLIX 3aMecTuTeldell 1o
J-amunorpynme 5'-rpudpocpara 3'NH,T mommsmmaer cyGerparsble cBoicTBAa 1
BEI3BIBACT BOSHHKHOBEHNE HEROTOPOH u30MpPaTeNbEOCTH IORABIeHUA 00paTHOMK
TPAHCKPUITassl perTpoBupycoB. CiefyeT OTMETHTH, UTO MNPEANOMieHHBIC Me-
TOABL CHHTE3Q IO3BONAIT TARIKE [ONYIATH W Apyrue mpomssopasie 3 NH,T,
CoflepyRALINEe ANKMILHBIE 3aMECTUTEIIL.
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Two shemes for the synthesis of 3'-N-alkylated derivatives of 3’-aminothymidine are
developed, including the reaction of 3'-aminothymidine with formaldehyde followed by
the sodium borohydride reducion or preparation of the triphenylphosphinimine deriva-
tive and subsequent reaction with methyl iodide.



