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CuHTe3UpOBaHbl HOBBIE MPOU3BOJHBIE N4—(;[oz[eu1/m)—5—MeTI/m—2’—z[e30Kc1/IuHTnzmHa, cozeprkamue
TepMHUHAIBHBIC AMHHOTPYIIBI B aNKHIBHOM JHHKepe. [loka3aHo, YTO OHU MOTYT OBITH YIOOHBIMHU
CUHTOHAMH [JIsl TIOCTEAYIOIEro BBEAEHUS JAHCUIBHBIX (GaoopodopHex rpymn. OxHo us N*-o-
JAHCHIAMUAHOATKWIBHBIX TPOU3BOJHBIX MOKA3aJI0 YMEPCHHYIO MPOTHBOOAKTEPUAEHYI0 aKTHUBHOCTDH B
OTHOIIICHUH I'TaMma Mycobacterium smegmatis i MOXXET OBITh UCTIONB30BAHO ISl H3YUCHHUS CYOKIICTOYHOM
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BBEJEHUE

[Ipon3BoHbIE HYKJIEO3UOB MHUPOKO HCIIONh-
3yI0TCS 47151 pa3pabOTKH Ha UX OCHOBE JIEKAPCTBEHHBIX
npenaparoB. OHU 00J1a/1a10T YCTaHOBJICHHBIMH TPO-
TUBOBHUPYCHOH [ 1] ¥ MPOTUBOOMYXO0IEBOM [2] aKTUB-
HocTaMHU. K HacToseMy BpeMeHH MOsBISETCS BCE
OoITbIIIe COOOIIIEHHH O TPOTHBOOAKTEPHUATBEHOM (B TOM
YHCIIe TPOTHBOTYOEPKYIIE3HOH ) U MPOTUBOTPHOKOBOI
AKTHBHOCTH MOT00HOTO pofia coemuHeHui [3-9]. Panee,
HaMHM ObLIH HOTyYeHbl N*-aJIKuIbHbIE TIPOM3BOJHBIE
2'-1e30KCULUTUANHA ¥ LINTHIMHA, IPOSBUBIINE 3Ha-
YUTENIbHYIO0 HHTHOUPYIOILYO0 aKTUBHOCTD B OTHOILIE-
HHUU TPAMIIOJIOKHUTEIbHBIX OaKTepuid, BKIIOUASL
JICKapCTBEHHO-YCTOHYMBBIC IITAMMBI S. aureus u
M. smegmatis, a Taxke MaeCHEBBIX Tpu0OoB [10—-12].
Ha nannpIii MOMEHT TOYHBIM MEXAHU3M UX JEUCTBUS
ocraeTcs HeBbIsICHEHHBIM. OTHaKO B HAalIMX paboTax
[I0Ka3aHO, YTO OJHUMH M3 BO3MOXKHBIX MHIICHEH
N CTBHA MPOU3BOAHBIX HYKJIE€03UI0B MOTYT BBICTY-
[aTh OPSMOE WK ONOCPEIOBAHHOE BO3/EIICTBUE HA
OakTepuanbHyIO KJIETOYHYIO CTeHKY [13].

OnwH 13 METOIOB BELSICHEHUS MEXaHU3MOB JICHCT-
BUsI OMOJIOTMYECKU aKTUBHBIX MOJICKYJI U, KaK CIIe/I-
CTBUE, MOBBIIICHUA WX d(P(PEKTUBHOCTH B KaueCTBE
JIEKapCTBEHHBIX CPEJICTB — ITO BBISBICHHUE CYOKIIe-
TOYHOU JIOKAJTHU3aIIMU HU3KOMOJICKYJISIPHBIX COSMHE-
HUH. 3a MOCIIEAHNE NCCATUICTUS pa3paboTaHbl (-
(heKTUBHBIE METOIBI BH3YaIBHOTO JIETEKTUPOBAHU
COCTMHCHUH B KUBBIX cucTeMax [14].

B nacrosiiem cooOmieHnn pa3padoTaH METO OJTy-
YeHMs YJOOHBIX CUHTOHOB AJISI BBEICHUS MapKep-
HBIX TPYTIT B MOIU(PHUIIMPOBAHHBIEC THPUMHUINHOBBIC
2'-ne30KCcHHyKIe03uabl. Hamu cuntesupoBansl N*-
(®-aMHHOAITKIIT)-5-METHII-2 - 1€ 30KCUITUTH AN HBI, H
JUTS ICCIIEIOBAHUS CyOKJICTOUHOM JIOKAJIM3AIUH TTOITY-
yeHbl MX N*-m-71aHCHIAMUHOANKUIbHBIE IPOU3BO/I-
HBIEC.

PE3VIIBTATBI U ObCYXIAEHUNE

Xumuueckuii cunmes

Ha nepBoii cTanuu ObLI TPOBEACH CHHTE3 MTPOU3-
BOIHBIX N*-aJIKMJIIUTHIHHOB (1), (IV), coneprxammmx

Coxpamenns: DIPEA — aumsonponmmstunamub; Dns - S-guMertnnamuHoHadTanmuH-1-cynbdonun (mancmn); DnsCl — 5-mu-
MeTunaMuHoHadranut- 1-cynspornn xiaopua, TBAF — rerpabyrunammonnii propun; CDs,— nquToToOKCHUeCcKas 103a.

# Arop ans ceasu (ten.: +7 (939) 701-93-96, paxc: +7 (499) 135-14-05, 1. mouta: dmitmakarov_97@mail.ru).
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CBOOOTHYIO KOHIIEBYIO aMHHOTPYIITY, OTHECEHHYIO
OT MUPUMUTAHOBOTO OCHOBAHHUS C TIOMOIIBIO JIMH-
Kepa. AKTHBALUIO UCX0nHOTO 3',5'-1u-O-mpem-Oy -
TUMETHICHTII-2 - ne30kcuypunrHa (1) mpoBoawu mo
metony [15, 16]. [Ipouzsonusie (III), (IV) momyuenst
KOHJICHCanuel akTuBupoBaHHOTO Hykieo3uaa (II)
¢ M30BITKAMH COOTBETCTBYIOIINX JTUAMHHOB C BBIXO-
nmamu 60—70% (cxema 1).

[Homyuennsie nponssonusie (II1), (IV) nanee BBo-
WA B PEAKIUIO C JAHCWIXJIOPHUIOM B JHOKCAHE.
JlanHas peakius mpoTeKaia B TEUEHUE 3 4 IMPU KOM-
HaTHOW TemriepaType. YIaleHHue mpen-0yTHIIuMe-
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THWJICHJIMJIBHBIX 3AIIUTHBIX IPYIII ¢ TOMOLIbIO (TO-
puza TeTpady THIIAMMOHHUS TPUBOIHIIO K ITOTYYECHHIO
Kak ae0mokupoBaHHbIX HykiIeo3unoB (V), (VI), Tax
u nenessix coeaunenuit (VII), (VIII) (cxema 1) ¢ BbI-
xozmamu 110 60% 3a ABE CTaAWM B ClIydae JaHCUIIH-
POBAaHHBIX TPOU3BOAHBIX. CI/IHTGSI/IpOBaHHI)IC npous-
BOJIHBIE BBIIEJISUIN C HOMOILbEO KOJIOHOYHON XPOMAaro-
rpaduu Ha cunukarene. CTpyKTypa M 4HCTOTa TO-
Jy4EHHBIX COCIMHEHUI MOATBEPKICHA C IOMOLIbIO
VY®-, 'H- u BC-SIMP-crieKTpoCKOIHy, a TAKKe Macc-
CIIEKTPOMETPHH BBICOKOTO Pa3pelleHusI.
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Cxema 1. Pearents! u ycnosust: (i) 1,2,4-tpuason, 2-xnopdenmwnguxnoppocdar, nupuaus, r.t., 16 a; (ii) NH,(CH,),NH,,
DIPEA, nuokcat, r.t., 16 u; (iii) DnsCl, DIPEA, auokcas, r.t., 3 4; (iv) TBAF x 3H,0, auokcas, r.t., 12 4.

LHMTOTOKCHYHOCTh CHHTE3MPOBAHHBIX COETU-
HeHH . [[UTOTOKCHYHOCTh CHHTE3UPOBAHHBIX COCIU-
Henuit (CDs,) onenuBamm ¢ momompbio MTT-tecta
[17] na xiretounoit muann 4 549. Bee momydeHnHbie
MTPOM3BOIHBIE MMPOAEMOHCTPHUPOBAIHA HU3KYIO IIUTO-
TOKCHYECKYH) aKTHBHOCTh B KOHIIGHTPAIUAX OOJb-
mux 1y paBHbIx 100 MKkM.

HN3yuyenne aHTHOAKTEPUAIBLHOIO AeHCTBUS 110-
JIy4eHHBIX cOeTHHEeHMIi. AHTHOAKTepHUAITLHOE JISHCT-
BU€ TTOTyYSHHBIX COSAMHEHHI N3YyJaId 10 UX CII0CO0-
HOCTH UHTUOHMPOBATH i71 Vitro POCT psiia MUKPOOpTra-
HU3MOB (CEMU MPaMIONI0KUTEIbHBIX U IBYX TPAMOTPHU-
narenbHbix Oaktepuii [18]. [lepeueHp MUKpOOp-
TaHU3MOB MIPUBEICH B SKCIIEPUMEHTATIHLHOM YacTH.

W3-3a HU3KOH PacTBOPUMOCTH MCCIIETYEMBIX Be-
LIECTB B BOJIE, UX PACTBOPSUIN B CUCTEME PaCTBOPHU-
Teneit Mmeranoin-sosa (3 : 7, v/v). Hobasnenue 10% npu-
MEHSIEMOM CMECH PacTBOPHUTENEH K HHKYOAIIHOHHOM
Ne 6

BUOOPTAHMYECKASI XUMUA Tom 51

CMECH He OKa3bIBaJI0 TOKCHYECKOTO ICHCTBHS Ha TECT-
IITAMMBI U3y4aeMbIX MHKPOOPTaHu3MoB. [lomyden-
HBIE COCJIMHEHHS B MAKCUMAaJILHBIX KOHIICHTPAIIUIX
(0.2 MM) He HrUOMpPOBaIK OONBITMHCTBO U3YUCHHBIX
MUKpPOOPTaHU3MOB, 32 HCKITIOUCHHEM MPOHU3BOJI-
Horo (VII), nmomasnsroniero poct Mycobacterium
smegmatis npu koHueHtpauuu 0.095 MM.

OKCIIEPUMEHTAJIBHA I YHACTDb

B pabore ncronp3oBan KOMMEpYECKUE PEAKTUBEI
¢upm “Fluka” (Fepmanus), “Sigma-Aldrich” (CLLIA)
u “Acros Organics” (CLLIA). KonoHo4Hy0 Xpomaro-
rpaduro MPOBOAMIIN C HCIIOJIH30BAHUEM CHIIMKATeIs
Kieselgel 60 (40-63 mxm) (Merck, I'epmanust). Criek-
Tpel SIMP (5, m.n., KCCB, I'm) perucrpupoBayin B
DMSO-d, na cnekrpomerpe Avance III (Bruker,
CIIIA) ¢ paboueii yactoroii 300 MI'n ns 'H-SIMP
(BHyTpenHuii cranaapr—Me,Si), 75 MI i ans 3 C-SIMP
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(BHyTpeHHHi cranmapt — Me,Si). TCX nmpoBoauiu
Ha ractuakax Merck B cucremax ximopodopm—Ta-
Hon (4 : 1) (A), x;mopodopm-stanoin (15:1) (B), xio-
podopm—atanon (3 : 2) (B). YD-criekTpsl peructpu-
poBainm Ha crekTpodoromerpe SF-102 (Akvilon,
Poccus) B MeTanoe. Macc-CrieKTphI BBICOKOTO pa3-
pelIeHus] perucTpupoBanu Ha npudope Bruker
Daltonics micrOTOF-Q II (Bruker, CIIIA) metomom
aneKTpopacnubuTesbHON nonnzauuu (ESI). M3mepe-
HUS BBITIOJTHEHBI Ha TIOJIOKHUTEBHBIX HOHaX. Hanps-
skeHue Ha kamwuisipe: 4500 B; nuanazoH ckaHUpoO-
BaHus Macc: m/z 50-2500 Jla; kamnOpoBKa: BHEIITHSIS
(LC/MS Calibration standard for ESI-TOF, Agilent);
naBieHue Ha pacusututene: 0.4 6ap; cKopocTh Mo-
TOKa: 3 MKJI/MHH; Ta3-paclbUINTENb: a30T (4 J1/MHH);
temneparypa unrepdeiica: 180°C. Obpa3usl noxa-
BaJIMICh B PACIBUINTEIBHYIO KaMepy Macc-CIIeKTPO-
MeTpa Iocie XUIKOCTHOrO Xpomarorpada Agilent
1260 (Agilent, CILIA), ocnamieHHOT0 KolToHKOH A gilent
Poroshell 120 EC-C18 (3.0 x 50 mwm; 2.7 MKM); CKO-
poctb motoka 0.2 MiI/MHH; 00pa3Iibl BEIIECTB Moja-
Banuck B BOXX-xpomarorpad u3 pactBopa B MeTa-
Hone (5 MKII).

Oo6mmii meton cunresa 3',5'-1u-0-mpem-oy TJi-
AUMeTHICHINI- N*-(0-aMHHOAJIKI)-5-MeTH1-2'-
aezokcuuuTuannos (II), (IV). K oxnaxaennomy
1o 0°C pactBopy ucxonsoro nykieosuaa (I) (1 sxB)
u 1,2,4-tpuazona (6 3xB) B cyxom nupuauae (10 mur)
nmoOasisuy 2-xnoppenmnanxiopdocedar (2.2 3xB) u
OCTaBJISUTH TIOY9E€HHYIO CMECH TTPH TIEPEMEITHBAHUHT
B TeueHue 16 4 mpu KOMHATHOU TeMIeparype. 3aTeMm
pacTBOp ymapuBalil, OCTATOK IKCTPArupoBaJIM B
ciosix xjopodopma u 0.5 M BomHOTO pacTBOpa ruApo-
kapOoHara Hatpust. OpraHM4ecKHil cJI0i oTOMpay,
cywmunu Hag Na,SO,, mocie 4ero ynapuBajid B BaKy-
yMe, a 3aTeM pacTBOPSIIH MTOTYIEHHBIN OCTATOK B 6€3-
BomHOM muokcane (5 mun). K momyderHOMy pacTBopy
J00aBISUIM COOTBETCTBYIOIIUH namMuH (5 9KB), -
M30MPONMIATHIAMUH (5 9KB) ¥ OCTABIISUIN MIPH KOM-
HaTHOU Temneparype B TeueHue 16 u. [IponyxT Bele-
JISUTH C TIOMOIIIBEO KOJIOHOYHOU XPOMATorpaguu, HITFOH-
pys cucrteMoif (A).

3',5'-JIu-0-mpem-6y rungumeruicuani-N*-(o-
AMHHOOKTHJI)-5-MeTn1-2'-ne3okcunuruaun (1)
nonyueH B3aumoneiicrtaueM 3',5'-au-O-mpem-0y Tii-
TAMETHICUIUI-5-MeTun-2"-ne3okcuypununaa (1)
(200 wmr, 0.426 mmons), 1,2,4-tprazona (175 wr,
2.56 mmons), 2-xnopdermiauxiopdocdara (230 mr,
0.15 v, 0.936 Mmmomn), 1,8-okTanauamuna (310 mr,
2.13 mmonb) u aunsonponwnTiamuaa (0.37 mu,

BMOOPTAHMYECKA S XUMUA

MAKAPOB u np.

2.13 mmoms) ¢ BeixogoM 170 mr (67%). IMP 'H
(300 MI', DMSO-dy): 7.33 (¢, 1H, 6-H), 7.19 (1, J=
5.7Tn, 1H,4-NH), 6.20 (1, J=6.9 'y, 1H, 1'-H), 4.35
(tn,J=4.4,2.4Tu, 1H, 3’-H), 3.83-3.66 (M, 3H, 4"-H,
5'-CH,), 3.38-3.24 (M, 2H, 0a-CH,), 2.82-2.68 (M, 2H,
a’-CH,), 2.10-1.99 (m, 2H, 2'-H), 1.85 (1, /= 1.1 T,
3H, 5-CH;), 1.64-1.45 (m, 4H, B-CH,, B'-CH,),
1.35-1.25 (M, 8H, (CH,),), 0.95-0.78 (m, 18H, 2" Bu),
0.13-0.03 (m, 12H, 4CH,).

3',5'-Iu-0-mpem-Gy TanumMe THICHINI-N*-(0-
aMuHOAEI N )-5-MeTHI-2'-1e3okcuuTuaun (IV)
nojydeH B3auMojgeictsueM 3',5'-nu-O-mpem-
Oy THIITMME THIICHITNI-5-MeTHIT-2'- 1e30KCUy pHUTHA
(I) (200 mr, 0.426 mMmoms), 1,2,4-Tpuazomna (175 wr,
2.56 mMorb), 2-xnopdpermnanxiopdocdara (230 mr,
0.15 mim, 0.936 mmons), 1,10-gexanaumamuna (370 mr,
2.13 mMmonb) u gumzonpornuidTUiaMuHa (0.37 i,
2.13 mmomb) ¢ BeixogoM 186 mr (70%). IMP 'H
(300 MI', DMSO-dy): 7.33 (c, 1H, 6-H), 7.19 (1, J=
5.7Tu, 1H,4-NH), 6.19 (1,J=6.9 ', 1H,1"-H), 4.35
(tn,J=4.4,2.4T1u, 1H, 3’-H), 3.85-3.66 (M, 3H, 4'-H,
5'-CH,), 3.36-3.24 (M, 2H, 0a-CH,), 2.85-2.69 (m, 2H,
a'-CH,),2.10-1.96 (M, 2H, 2'-H), 1.85 (1, /= 1.0 ',
3H, 5-CHj;), 1.64-1.43 (m, 4H, B-CH,, B’-CH,), 1.39—
1.17 (m, 12H, (CH,)4), 0.98-0.82 (m, 18H, 2"Bu),
0.14-0.03 (m, 12H, 4CH,).

OO0wuii MeTo BBeJeHUS JAHCHIbHBIX rpymiL Vc-
XOmHBIH HyKieo3us (1 3KB) pacTBOPSUIA B CyXOM
JTMOKCaHe, MOJMyYeHHBI PacTBOP MPOIYBAU apro-
HOM " A00aBysum qancmixiaopun (1.2 3xB) u quun3o-
nponuiadTUiIaMUH (1 3KB) IpU MepeMenInBaHu.
PeaknnoHHy10 cMech OCTaBISAIU MPH KOMHATHOM
Temneparype B TeueHue 3 4. [locne mpoxoxaeHus
peakuuu J00aBISIIN TPUTHAPAT QTOpHUIA TETpa-
OyTtrmmammonus (1.1 9KB) 1 OCTABIISIIH ITPH KOMHATHOM
temneparype B reueHue 12 4. [Ipoaykr Beiesum ¢
MTOMOIIIBI0 KOJIOHOYHOW XpoMaTorpadui Ha CHUITHKA-
rene, amoupys cucrteMoii (b).

N*-(o-/1aHCcHIAMHHOOKTHII)-5-MeTHI-2'-/1e3-
okcnumuTuaud (VII) momydeH B3auMoaericTBUEM
coenunenus (I1I1) (290 mr, 0.48 MMOITB), TAHCHITXIIO-
puna (157 mr, 0.58 MMOJB), AUU3ONPONHUISTHII-
amuHa (0.084 mi, 0.48 MMOJIb) U 3aTeM TpUTHApaTa
¢dropuna rerpadyrmnammonns (166 mr, 0.53 MMoITB)
¢ BeixogoM 150 mr (53%). YO: A, = 278 HM
(e 12900). SIMP 'H (300 MI'u, DMSO-d,): 8.46
(nr,J=8.5,1.1T1, 1H, 4"-H (Dns)), 8.31 (ar, J=8.7,
0.9 I'u, 1H, 8"-H (Dns)), 8.10 (an, J = 7.3, 1.3 T'n,
1H, 2"-H (Dns)), 7.83 (1, J = 5.7 I'u, 1H, NH-Dns),
7.67-7.51 (m, 3H, 3"-H, 7"-H (Dns), 6-H), 7.25
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(a1,J="7.6,0.9Tw, 1H, 6"-H (Dns)), 7.05 (1,J=5.7Tw,
1H, 4-NH), 6.18 (1, J = 7.6, 6.0 I', 1H, 1"-H), 5.15
(1, J=4.2 T, 1H, 3-OH), 4.95 (1, J= 5.3 Ty, 1H,
5'-OH), 4.27-4.16 (m, 1H, 3"-H), 3.75 (k8, J=3.7 ',
1H, 4'-H), 3.67-3.48 (m, 2H, 5'-CH,), 3.29-3.21
(M, 2H, 0-CH,), 2.82 (c, 6H, N(CH,),), 2.81-2.72
(M, 2H, o’-CH,), 2.17-1.90 (m, 2H, 2'-H), 1.84
(1,J=1.0Tw, 3H, 5-CH,), 1.53-1.36 (v, 2H, p'-CH,),
1.31-1.18 (m, 2H, B-CH,), 1.18-0.84 (m, 8H, (CH,),).
SIMP 3C (75 MI', DMSO-dj): 162.57 (C-4), 155.00
(C-2), 151.30 (C-5"(Dns)), 137.13 (C-6), 136.25
(C-1"(Dns)), 129.27 (C-9"(Dns)), 129.11 (C-2"(Dns)),
129.05 (C-4"(Dns)), 128.19 (C-10"(Dns)), 127.67
(C-7"(Dns)), 123.48 (C-3"(Dns)), 119.18 (C-8"(Dns)),
115.01 (C-6"(Dns)), 101.57 (C-5), 87.02 (C-4"), 84.53
(C-17), 70.43 (C-3"), 61.40 (C-5'), 45.02 (0-CH,),
42.26 (C-2'), 28.88, 28.54, 28.31, 26.27, 25.76
((CH,),), 13.10 (5-CHy). MS (ESI) paccuurano s
C30H,3N5O(S 602.3007 [M + H]*, naiizero 602.3000.

N4-(o0-JaHcuIaMHIHOdCIHIT)-5-MeTHI-2'-1e3-
oxcunuTuauH (VIII) nonyden B3auMozaeiicTBueM
coequnenus (1V) (260 mr, 0.42 MMOJIB), TAHCHUIIXJIIO-
puna (123 wmr, 0.45 MMOIB), AUUZOTPOITHIITHII-
ammaa (0.072 M1, 0.42 MMOJTB) M 3aTeM TpUTHIpaTa HTO-
puna terpadytmiammonns (144 wmr, 0.45 mmodb) ¢
BbIX0ZIOM 150 Mr (57%). YD: A, =278 1M (g 12900).
SIMP 'H (300 MI'u, DMSO-d,): 8.46 (ar, J = 8.5,
1.1 T, 1H, 4"-H (Dns)), 8.31 (ar, J = 8.7, 1.0 T'm,
1H, 8"-H (Dns)), 8.10 (an, J=7.3, 1.3 I'y, 1H, 2"-H
(Dns)), 7.82 (1, /= 5.7 I'n, 1H, NH-Dns), 7.67-7.53
(m,3H,3"-H, 7"-H (Dns), 6-H), 7.25 (n1,J="7.6,0.9T'n,
1H, 6"-H (Dns)), 7.09 (1, J=5.7 I'n, 1H, 4-NH), 6.18
(nm, J=17.6, 6.0 T, 1H, 1'-H), 5.15 (1, J = 4.2 'y,
1H, 3’-OH), 4.96 (1,J=5.3T;, 1H, 5'-OH), 4.28-4.16
(m, 1H, 3'-H), 3.75 (xB, J = 3.7 I'y, 1H, 4’-H), 3.66—
3.48 (M, 2H, 5'-CH,), 3.31-3.22 (m, 2H, 0-CH,), 2.83
(c, 6H, N(CHjy),), 2.81-2.71 (m, 2H, o’-CH,), 2.06
(mmm, J=13.1,6.0,3.2 ', 1H, 2’-Ha), 1.96 (nnn, J =
13.3,7.7,6.0 I'u, 1H, 2'-Hb), 1.85 (a, /= 1.1 ', 3H,
5-CH,), 1.56-1.37 (M, 2H, f’-CH,), 1.31-1.15 (m, 2H,
B-CH,), 1.13-0.90 (m, 12H, (CH,),). IMP !3C
(75 MI'm, DMSO-dg): 162.57 (C-4), 154.98 (C-2),
151.31 (C-5""(Dns)), 137.16 (C-6), 136.26
(C-1"(Dns)), 129.28 (C-9"(Dns)), 129.12 (C-2"(Dns)),
129.05 (C-4"(Dns)), 128.22 (C-10"(Dns)), 127.68
(C-7"(Dns)), 123.49 (C-3"(Dns)), 119.19 (C-8"(Dns)),
115.01 (C-6"(Dns)), 101.59 (C-5), 87.03 (C-4"), 84.54
(C-1"), 70.43 (C-3"), 61.40 (C-5"), 45.02 (0-CH,),
42.26 (C-2"), 28.78, 28.57, 28.33, 26.42, 25.76
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((CH,)y), 13.10 (5-CHy). MS (ESI) paccuntano s
C5,H,-N;O,S 630.3320 [M + H]", Haitzeno 630.3314.

OO0muii MmeTox ynajieHust TPeT-0y THIIAUM e THJI-
CUJIWIbHBIX Ipynin. 3auiieHHbIi Hykineosus (1 9kB)
pacTBOPSUIM B 5 MJI AMOKCAHA, I00ABIISIIN K HEMY TPH-
ruapar gropuza rerpadytuiammonus (1.1 9xB). Peax-
LMOHHYIO CMECh OCTABJISUIN IIPY KOMHATHOW TeMIle-
patype B TeueHue 12 4. [leneBoit mpoayKT BRIACIISITH
C MOMONIBIO KOJIOHOYHOHM Xpomartorpaduu Ha CH-
JIMKarene, oupys cuctemon (B).

N*-(0-AMHMHOOKTHII)-5-MeTHI-2'-1€30KCH-
uuTuauH (V) moidyyeH B3auMOACHCTBHEM COETUHE-
aus () (150 mr, 0.25 mmonb) u Tpuruapara ¢hro-
puna terpabytmwrammonus (87 mr, 0.28 MMOIIB) C
BBIX0IOM 86 MT (94%). YD: A, =278 M (€ 12900).
SIMP 'H (300 MI'u, DMSO-d): 7.57 (xB,J=1.3 T,
1H, 6-H), 7.12 (1,J=5.7T'n, 1H, 4-NH), 6.17 (nn, J =
7.5,6.0 I'm, 1H, 1'-H), 4.21 (ar, J=6.3,3.2 ', 1H,
3'-H), 3.74 (xB, J = 3.7 I'u, 1 H, 4’-H), 3.62-3.50
(m, 3H, 4'-H, 5'-CH,), 3.29 (a1, J = 7.8, 6.0 I'n, 2H,
a-CH,), 2.55 (1, J= 6.9 I', 2H, o’-CH,), 2.13-1.88
(m, 2H, 2'-H), 1.84 (a, J = 1.0 I'u, 3H, 5-CH,),
1.58-1.46 (M, 2H, B-CH,), 1.40-1.28 (m, 2H, f'-CH,),
1.27 (¢, 8H, (CH,),). SIMP 13C (75 MI', DMSO-d):
162.64 (C-4), 155.10 (C-2), 137.15 (C-6), 101.66
(C-5), 87.05 (C-4"), 84.52 (C-1"), 70.38 (C-3"), 61.36
(C-5"), 40.97 (a-CH,), 40.17 (C-2"), 31.97, 28.81,
28.58,26.40,26.25 ((CH,);), 13.14 (5-CH;). MS (ESI)
paccunrano s CHs,N,04 369.2496 [M + H]',
HaineHo 369.2494.

N*-(0-AMHHOEIN)-5-MeTHI-2'-1e30KCHIIHTH-
auH (VI) nonydeH B3auMonedcTBUEM COEOUHE-
aust (IV) (170 mr, 0.27 MMonb) U TpurHapara Gro-
puna rerpadytuiammonus (94 mr, 0.3 MMOIIB) € BBI-
xonoM 101 mr (95%). Y®: A, = 278 M (¢ 12900).
SIMP 'H (300 MI'u, DMSO-d): 7.56 (x,J=1.2 T,
1H, 6-H), 7.08 (1, J=5.7I'y, 1H, 4-NH), 6.17 (nn, J =
7.6,6.0 I'u, 1H, 1'-H), 4.21 (ar, J=6.2,3.2 'y, 1H,
3'-H), 3.74 (x8,J=3.7,3.6 I'y, 1H, 4'-H), 3.64-3.49
(M, 3H, 4'-H, 5'-CH,), 3.34-3.20 (M, 2H, o'-CH,),
2.61-2.51 (m, 2H, o'-CH,), 2.14-1.89 (m, 2H, 2'-H),
1.84 (n, J= 1.1 T'n, 3H, 5-CH;), 1.51 (1, J=7.1I'n,
2H, B-CH,), 1.26 (1, /=4.9 'y, 14H, B’-CH,+(CH,)y).
SIMP 13C (75 MI', DMSO-d,): 162.62 (C-4), 155.03
(C-2),137.14 (C-6),101.58 (C-5), 87.01 (C-4"), 84.52
(C-1"), 70.40 (C-3"), 61.37 (C-5"), 41.43 (0-CH,),
40.17 (C-2"), 32.91, 28.98, 28.81, 28.56, 26.40
((CH,)g), 13.11 (5-CH3). MS (ESI) paccuntano mist
C,oH3¢N,O, 396.2731 [M + H]", naiineno 396.2730.
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H3yyenue anTudaKTepuaIbHoro aeiicreus. c-
TIOJIL30BAJIM CIIEAYIOIINE TECT-ITAMMBL: TPAMITOJIOKH-
TeabHble Oaktepun Bacillus subtilis ATCC 6633,
Staphylococcus aureus FDA 209P (MRSA) u me-
THIIWUIHH-PE3UCTEHTHBIN mTamMm Staphylococcus
aureus UHA 00761 (MRSA), cTpenTOKOKKOTIOZIOOHBIE
Oakrepuu Leuconostoc mesenteroides VKPM B-4177,
Micrococcus luteus NCTC 8340, MHUKOOaKTEpHU:
Mycobacterium smegmatis mc® 155 u VKPM Ac
1339 u3 xomnexkuuu HaydHo-mcCienoBaTenbcKoro
WHCTUTYTA 10 M3BICKAHWIO HOBBIX aHTHOWOTHUKOB
umenu I.O. Iay3e.

DKCTIEpUMEHTHI IPOBOAMIIN B COOTBETCTBUU C M€~
TOJIMKaMHU, OIIMCaHHBIMU paHee [18].

®OHJIOBASI TIOJIJIEPXKKA

PaGora BeimonHeHa pu prHAHCOBOM moaaepKke Poc-
cuiickoro HayyHOro (ouaa (rpant Ne 23-14-00106).

COBJIIOJEHUE OTUYECKUX CTAHIAPTOB

B skcrnieprMeHThbI He ObLITH BOBJICYCHBI KHBOTHBIE U
monu. MadopMupoBaHHOE cortacue He TpeOOBaoCh.

KOH®JIMKT UHTEPECOB

ABTOpBI 3asBIISIIOT 00 OTCYTCTBUHM KOH()IMKTA WHTE-
pecoB.

BKJIAJI ABTOPOB

Bce aBTOpBI BHECIM paBHOLIEHHBIH BKJIa/ B HAIIUCAHUE
CTaThbH.

JOCTVYIIHOCTb JAHHBIX

JlaHHbIe, TOATBEPKAAOIIIE BEIBOABI HACTOSILETO UC-
CJIEIOBAHMS, MOXKHO IMOJTYYUTh Y KOPPECHOHINUPYIOIETO
aBTOpa M0 000CHOBAHHOMY 3aIpocy.
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N*-(w-Aminoalkyl)- and N*-(®w-Dansylaminoalkyl)-5-methyl-
2'-deoxycytidines
D. A. Makarov*# M. V. Jasko*, I. L. Karpenko*, Y. V. Tkachev*, B. F. Vasilyeva**,
0. V. Efremenkova**, S. N. Kochetkov*, and L. A. Alexandrova*
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* Engelhardt Institute of Molecular Biology Russian Academy of Sciences, ul. Vavilova 32, Moscow, 119991 Russia
**Gause Institute of New Antibiotics, ul. Bol shaya Pirogovskaya 11, Moscow, 119021 Russia

New derivatives of N*-(dodecyl)-5-methyl-2"-deoxycytidine containing terminal amino groups at the end
of an alkyl linker have been synthesized. It is shown that they are convenient syntones for the subsequent
introduction of dansyl fluorophore groups. One of the N*-w-dansylaminoalkyl derivatives has showed
moderate antibacterial activity against the Mycobacterium smegmatis strain. This derivative can be used
to study the subcellular localization of this kind of compounds.

Keywords: 5-(dimethylamino)naphthalene-1-sulfonyl group, antibacterial activity
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