Mo uin 3asBLi 3asiBNeHo npiopuTeT 3a 3asekoto Ne60/028,585, wo nogaHa 16 xxoBTHA 1996.

any3b BUHaxogy

Llen BuHaxig BigHOoCMTbCA o L-Hykneosuais.

lMonepepHin piBeHb BUHaxody

MpoTAroM ocCTaHHIX OEKinbKox gecAaTupidy 6yno 3pobneHo 3HauwHi 3ycunns WoAo0 AOCHIMKEHHS MOXIMBOIO
3acTtocyBaHHA aHarnoriB  D-Hykneo3uaiB y SKOCTi  aHTMBIpyCHUX areHTiB. [ekinmbka Takux pobiT OGynu
pesynbTaTUBHVUMMU, | 3apa3 Ha PUHKY iCHYE PAL HYKNEO3MAHNX aHanoriB, SKi BAKOPUCTOBYIOTb SIK @aHTUBIPYCHI iKW i 4O
AKX HanexaTb iHriGiTopn 3BopoTHOT TpaHckpunTasu HIV (AZT, ddl, ddC, d4Ti 3TC).

AHanom HykneosuaiB Takox AOCNIDHKYBANM LOAO iX BUKOPUCTAHHSA SIKk MOAYNSATOpiB iMYHHOT cuctemmn (Bennet,
P. A et al., J.Med. Chem., 36, 635, 1993), ane Take BWKOPWCTOBYBAHHSA LUE He [JANO MOBHICTIO 3a40BiflbHUX
pes3ynbTaTiB. Hanpuknaz, npoTarom pokiB focnimpKyBanu npobrnemMy CnpoOMOXHOCTI NyaHO3WHOBUX aHarnoriB, Takux siK
8-6pomo-, 8-mepkanTo-, 7-metTnn-8-okcoryaHosnH (Goodman, M. G. Immunophamacology, 21, 51-68, 1991) 1a 7-
Tia-8-okcoryaHo3uH (Nagahara, K.J.Med. Chem., 33, 407-415, 1990; MateHT CLUA Ne5041426), akTnByBaTh iMyHHY
cuctemy. Taki raHO3VHOBI NOXiAHI AEMOHCTPYIOTb BiAMIHHY aHTUBIPYCHY Ta/abo NpOTUNYXIMHHY aKTUBHICTb in Vivo.
Ane ui Ce-3amilLeHi ryaHo3nHu Bynu He3gaTHUMKM akTuByBaTU T-kniTHK (Shama, B.S. et al., Clin. Exp. Metastasis,
9,429-439, 1991). Lle came nigtBepannocs i ana 6-apunnipumignHoHis (Wierenga, W.Ann. N.Y.Acad. Sci., 685. 296-
300, 1993). Y iHWoOMY JocnimpKeHHi anHTe3yBanu psag 3-4easanypuHOBUMX HYKNEO3UAIB Ta 34IMCHUIM iX OUiHKY §K
imyHomopyntoBanbHux areHTiB. Y nateHTi CLUA Ne4309419 onmcaHo BUKOpPUCTaHHS 3-Aea3zaafeHO3uHY sk iHrbiTopy
iMyHHOT cuctemu, B-D-Hykneosua, B-2'-geokcu-3-geasaryaHos3uH (nateHT CLUA Ne4950647) pemoHcTpyBanu
HanbinbL CUMbHY aKTUBHICTb LWOAO MNiABULLEHHS IMYHITETY Mig Yac pearyBaHHS aKTUBOBaHMX T-KMNiTUH. [ns neBHUX
2'-neokanHykneo3ungis (€sponericeka 3asiBka Ne0038569) Takox cnocTepiranyM npoTu3ananbHy akTUMBHICTb Ta
iMyHOCYNpecuBHY akTUBHICTb. OfiHaK, TakKi CNoNnyku 3a3HatoTb in vivo MeTabosiyHOro po3puBy iXHbOTO MMiKO3UIILHOIO
3B'A3KY, BHACMiJOK 4YOro edeKTUBHO IiHaKTUBYETbCS IxHS GionoriyHa akTMBHICTb. AOEHO3WMHOBI MOXiAHI, AKi
3anponoHoBaHo y nateHTi CLUA Ne4148888, Takox 3asHaloTb kaTtabonismy in vivo BHacnigok Aii depmeHTiB
AeamiHasu. e B iHWoMy gocnigxeHHi cnocTepiranu, wo Jlesamiszon, WO € TMMOMIMETUYHUM IMYHOCTUMYNATOPOM
(Hadden et al, Immunol. Today, 14, 275-280, 1993), BnnuBae Ha niHii T-KNiTUH TakuM came YMHOM, SiK i TOPMOHU
BUITOYKOBOI 3ar103u. 3apas 34incHIoTbCa KniHivHi BUNpobyBaHHa Tykapesony (Reitzet al, Nature, 377, 71-75, 1995),
SKUN € iHWMM CcTMynaTopoM T-kniTmH. HewopaeHo Oyno onncaHo 6-3amilieHy NypvHOBY JiHKEPHY aMiHOKMCIOTY
(Zacharie et al, J. Med. Che., 40, 2883-2894, 1997), siky BBaxxaloTb 6aratoobiustoumm iMyHOCTUMYNATOPOM, SIKUIA
MOXHa BUKOPMCTOBYBaTM ANS MiKyBaHHSA TUX CTAHIB Ta 3aXBOPIOBaHb, SIKi NOTPeOYOTh NiABALLEHOIO TUMY pearyBaHHs
CTL abo Th1.

OpgHa MoXmmBa Linb iMmyHOMOAyNsAUil BKItoYae ctumynsauito abo cynpecito nimdokiHie Th1 i Th2. Knitnen tuny |
(Th1) BupobnatTs iHTepnewkiH 2 (IL-2), daktop Hekposy nyxmuHu (TNFa) i ramma iHTepdepoH (IFNy), i BoHM
BignosigatoTb, NepLl 3a BCe, 3a KNiTMHHO-ONOCepeAKOBaHWUA iIMYHITET, TakUW SIK fiNepUyTNMBICTb YNOBIfIbHEHOTO TUMY
Ta aHTUBipycHUN imyHiTeT. Knituum uny 2 (Th2) Bupobnstot iHTepnewkinu, IL-4, IL-5, IL-6, IL-9, IL-10 i IL-13 Ta,
nepw 3a BCe, CYNPOBOAXYIOTb lymoparnbHi iMYHHI peakuii, Taki SK Ti, WO crnocTepiraloTb Yy BigNoOBiAb Ha Aito
anepreHiB, Hanpuknag nepemmkaHHs idotuny aHmuTtina IgE ta IgG4 (Mosmann, 1989, Anna Rev Immunol, 7:145-
173). Byno npogemMoHCTpOBaHo, WO aHanorn D-ryaHo3MHY € NPUUYNHOIO Pi3HUX BNNMBIB Ha NiMmdokiHum IL-1, IL-6, INFa
i TNFo (He 6e3nocepeaHbo) in vitro (Goodman, 1988, Int J Immunophamacol, 10, 579-88) i in vivo (Smee et al.,
1991, Antiviral Res 15: 229). lpoTte, cnpoMOXHiCTb aHanoriB D-ryaHo3uHy, Takux $K 7-Tio-8-OKCOryaHO3WH,
mogaynoBati unTokiHM tmny 1 abo tmny 2 G6e3nocepefHbo y T knitmHax, 6yna HeedekTnBHO abo ii He Byno
onucaHo. CytteBuM € Te, WO OGinblicTb MiKPOMONEKYNSAPHUX OOCNIDKEHb CPsIMOBaHi Ha CUMHTE3 Ta ouiHky D-
Hykneo3auais. [Jo HMx HanexaTte PubasipuH (Witkowski, J. T. et al., J. Med. Chem., 15, 1150, 1972), AZT (De Clercq,
E. Adv. Drug Res., 17, 1, 1988), DDI (Yarchoan, R. et al., Science (Washington, D.C.), 245 412, 1989), DDC
(Mitsuya, H. et al., Proc. Natl. Acad. Sci U.S.A., .83, 1911, 1986), d4T (Mansuri, M. M. et al., J. Med. Chem., 32, 461,
1989) ta 3TC (Doong, S.L. et al.,, Proc. Natl. Acad. Sci. U.S.A, 88, 8495-8599, 1991). Cepen 6Garamox
TepaneBTUYHMX areHTiB nuwe 3TC MicTTb HeNpMpoaHYy MoandiikoBaHy L-pnbo3Hy cknagoBy, WO € eHaHTIOMEpPOoM
npupogHoi D-pn6osu.

Micna cxsanenHs 3TC FDA nosigomnsnocs npo Te, WO psa HYKNeo3uais 3 HenpupogHot L-koHdirypauieto
MaloTb CUIbHY XiMioTepaneBTUYHY aKTUBHICTb MPOTU Bipycy imyHoaediumTy nioguHu (HIV), Bipycy renatuty B (HBV)
Ta neBHUXx opm paky. [lo Hux Hanexatm (-)-B-L-1-[2-(rinpokcmeTnn)-1,3-okcaTtionaH-4-in]-5-ctopounTosmH (FTC;
Furman, P.A., et al, Antimicrob. Agents Chemother., 36, 2686-2692, 1992), (-)-B-1,-2', 3' -ongeokcuneHToypaHo3usn-
5-cpropoumnTtosuH (L-FAdC; Gosselin, G., et al, Antimicrob. Agents Chemother., 38., 1292-1297, 1994), (-)-B-L-1-[2-
(rigpokenmeTnn)-1,3-okcaTionaH-4-injuntosuH[(-)-OddC; Grove, K.L., et al. Cancer Res., 55, 3008-3011, 1995], 2, 3'-
onpeoken-p-L-umtmamH  (B-L-ddC; Lin, T.S., et al, J. Med. Chem., 37, 798-803, 1994), 2'propo-5-meTnn-L-
apabiHodypaHosunypauun (L-FMAU; MateHT CLUA Ne5567688), 2', 3' -anpeokcu-2', 3-guperigpop-L-unmanH (B-L-
d4GC; Lin, T.S., et al, J.Med. Chem., 39,-1757-1759, 1996) , 2', 3'-gugeokcun-2', 3'-amaerigpo-p-L-5-propounmmaunH (B-
L-Fd4C; Lin, T.S,, et al, J.Med. Chem., 39, 1757-1759, 1996), L-uuknoneHTnn kapbouuknivHi Hykneosnam (Wang, P.,
et al, Tetrahedron Letts., 38., 4207-4210, 1997) 1a 6e3niy 9-(2'-geokcn-2'-propo-p-L-apabiHodypaHo3nn) nypuH
Hykneoavam (Ma, T.'et al, J.Med. Chem., 40, 2750-2754, 1997).

MoBigoMnAnM TakoX Npo iHwe gocnimkeHHs woao L-Hykneosupis. Y nateHTti CLUA Ne5009698, Hanpvknag,
ONMCaHO CUHTE3 Ta BUKOPUCTaHHA L-afeHO3WHYy 3 MeTOK CTUMYMIOBaHHA 3pOCTaHHSa pocnuHu. Y WO 92/08727
onucaHo neBHi L-2'-aeokcnypuaiHu Ta ix 3acTocyBaHHsI Ans NikyBaHHA BipycHMX xBopo6. Spadari, S., et al, J.Med.
Chem., 35, 4214-4220, 1992, onucye cuHTE3 NeBHUX L-B-HyKNeo3unaiB, sKi € NPUAHATHUMYK NS MiKYBaHHSA BipyCHUX
iHdeKLii, 4O SKMX HanexuTb Bipyc npocToro repnecy Tvny |. Y natenTti CLUA Ne5559101 onucaHo cuHTes a- Ta B-L-
pnbodypaHo3noBNX HykNeosunais, cnocobum iX NpMroTyBaHHs, hapmaLeBTUYHI KOMNO3uLi, WO MIiCTATb iX, i cnocib ix
3aCTOCYBaHHS 3 METOM0 JiiKyBaHHS pi3HUX xBopo6 ccaBsuiB. Y nateHTi HimeuunHn (De 195 18216) onucaHo cuHTE3
Hykneo3auaiB 2'-gtopo-2'-aeokcu-L-B-apabiHodypaHosnn nipumignHy. Y nateHtax CLUA Ne5565438 Tta Ne5567688
onucaHo cuHTe3 Ta BukopucTaHHua L-FMAU. Y WO 95/20595 onucaHo cnHTe3 Hykneo3ugiB 2'-geokcu-2'-cropo-L-f-



apabiHodpypaHo3un nypuHy Ta nipumiamHy Ta cnocib nikysaHHs HBV 1a EBV. B nateHnTi CLUA Ne5567689 onuncaHo
Crnocobm NiABULLEHHS YPUAMHOBUX PiBHIB L-Hykneosmgamu. Y WO 96/28170 onncaHo cnoci® 3HWKEHHSA TOKCUYHOCTI
D-HykneosnAis WNAXOM BBEOEHHS pa3oM eeKTUBHOI KinbKOCTi Cnonyk L-Hykneosunais.

CyTTeBMM € Te, Lo He3Bakaloun Ha Te, WO AesKi BigoMi L-Hykneo3nam npogemMOoHCTpyBanu CUnbHY aHTUBIPYCHY
AKTUBHICTb 3 NPOMINAMM 3HWKEHOT TOKCUYHOCTI Y NOPiBHAHHI 3 IxHiMK D-aHanoramu, Hi ogHa 3 umx L-HykneosngHux
CNomnyk He Mara iMyHOMOAYNATOPHWX BracTMBOCTEN. binblw Toro, B Haw 4ac He iCHye edeKTMBHOro crnocoby
MoAynsAuii iIMyHHOI cuctemun Tam, e icHyloTb NiMdokiHHI npodini (Habopu Th1 Ta Th2). Onke, y Haw 4Yac icHye
HeobXigHICTb B HOBMX aHamnorax L-Hykneoaupgis, ocobrmBo y aHamnorax L-Hykneosuais, sKi MOAYMOKOTb iIMYHHY
cuUCTEMY, Ta HanbinbLW 0cobnMBO y aHanorax L-Hykneo3unais, siki cneumdiyHo moaynotots Th1 i Th2.

CTucnun onuc BuHaxony

Llen BuHaxig cnpsiMOBaHUIN Ha HOBI L-HYKNeo3naHi cnonyku, ix TepaneBTMYHe BUKOPUCTaHHA Ta CUHTE3.

3rigHO 3 0gHUM acneKkToM BMHaxoay, 3anponoHOBaHO HOBI L-HykNeo3naHi Cnonyku 3a HacTyrnHow GopPMYIo:
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RO \RyRe/ R
Ry Rs
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A€ HesanexHo BubpaHnum 3 N abo C;

B, C, E, F € He3anexHo BnbpaHumm 3 CH, CO, N, S, Se, 0, NR', CCONH2, CCHs, C-R?a60 P; R+ € HezanexHo
H, HWK4YMM ankinom, HwKk4Yumm arkinamiHamu, COCHa, HWKYMM ankinankeHinom, HWKYMM arnkinsiHinoM abo HKYMMun
ankinapunamu, R? € HesanexHo H, OH, ranoreHamu, CN, Nz, NHy, C(=O)NH2, C(=S)NH2, C(=NH)NH2.HCI,
C(=NOH)NH2, C(=NH)OMe, HWX4MM arkifnioM, HWKYMMMK arkinamiHamu, HWKYMM arkinarkeHiniom, HWKYUM
ankineiHiNOM, HWKYMMUM arnkinapunamm abo 3amilLleHUMKN reTepoumrKiamu;

D e HesanexHo BuBpaHum 3 CH, CO, N, S, Se, O, NR', CCONH,, CCHs, C-R? P a6o € niuum, ge R' €
HesanexHo H, O, HWKYMM arkinom, HwWwK4YMMK arnkinamiHamu, COCH3, HMXWIM arkinankeHiniom, HWKYMM
ankineiHinom abo HWKYMMUM arnkinapunamm, i R? ¢ HesanexHo H, OH, ranoreHamu, CN, N3, NH2, HWwk41um arnkinom,
HWKYMMM  arKinamiHamy, HWKYMM  ankinankeHiniom, HWKYMM arkineiHinom abo HwkuumMu arnkinapunamm abo
3aMilleHMIY reTepoLmKIiaMm;

Xe HesanexHo O, S, CH2abo NR; ne R € COCHg;

R1i R4 € HesanexHo BnubpaHmmu 3 H, CN, N3, CH20OH, Hux4oro arkiny Ta HmK4nx ankinamiHis;

R2, R3, Rs, Rs, R7 i Rg € He3anexHo BubpaHumu 3 H, OH, CN, N3z, ranoreHis, CH20OH, NH2, OCH3, NHCH3,
ONHCH3, SCH3, SPh, ankeHiny, HUK4Y0ro arkiny, HUX4Mx ankinamiHis Ta 3amilLleHUX reTepoLMKIIiB; i

R1, R2, R3, R4, Rs, Re, R7i Rs € He yci ogHOYacHO 3amilleHnMn; npu Lbomy

akwo R2>= Rs=H, Toai R7i Rs € BoagHAMM abo HiuwMm;

akwo R+, Rs4abo Rs e 3amiweHnmu, Toai R7=Rs=H i R2=R3=0H;

AkwWwo Rz abo Rs e 3amiweHumu, Toai R7i Rse H abo OH;

akwo Ry abo Rs e 3amiweHumu, Toai R2i Rz e H abo OH;

sKkWwo Ry Ta Rg € rigpokcunom, toai R2i Rz He € OH;

akwo A=N; B=CO; C=N abo NH; D=CO a6o C-NHy; E € CH abo C-3amiweHum; F=CH; X=0, S abo CH», Toai R2
He 6yne H, OH, CHs, ranoreHamu, N3, CN, SH, SPh, CH,0OH, CH20OCH3, CH>SH, CH2F, CH2N3, apunom, apunokcu
abo reTepouvknamu;

akwo A=N; B=CO; C=N abo NH; D=CO abo C-NHy; E € CH, C-CH3z abo ranoreHom; F=CH; X=N-COCH3, Toai R2
He 6yne H a6o OH;

akwo A=N; B=CH; C=CH abo CH3; D=CH a6o C-CH3s; E € CH, C-CH3za6o C-CONH3z; F=CH; X=0 a6o CHa, Toai
R2 He 6yne H abo OH;

akwo A=N; B=N, CO abo CH; C=CH, C-Cl abo C-OCH3z; D=CH abo C-Ph; E € CH, C-Cl abo C-Ph; F=N ato CO;
X=0, Toai R2 He 6yne H a6o OH;

akwo A=N; B=CO abo CS; C=N abo NH; D=CO abo CNHy; E € CH abo N; F=N a6o CH; X=0, Togi R2 He 6yne
H a6o OH; i

akwo A=C; B=CH; C=NH; D=CO, CS a6o C-NHy; E € N abo NH; F=CO a6o CH; X=0, Toai R2 He 6yne H a6o
OH.

Y ogHOMY Kraci nepeBa)KHUX BapiaHTiB 34iCHEHHS BUHaxo4y Cnosiyka MiCTUTb cknadoBy pubodypaHo3uny 1a y
0Cco6nMBO NepeBaXHOMY BapiaHTi 34iMCHEHHSA cnonyka MicTuTb L-PuGasipuH.

3rigHoO 3 iHWKWM acnekToMm BuvHaxody hapmMaueBTU4HA KOMNO3MLiS MICTUTbL TepaneBTUYHO eeKTUBHY KifbKiCTb
cnonykn 3a dopmynamm 1 1a 3-5 abo ii papmaueBTMYHO NpURHATHUI ediip abo cinb, WO 3millaHo 3, NPUHaNMHI,
OAHMM bapMaueBTUYHO NPURHATHUM HOCIEM.

3rigHo 3 LWe ogHWM acnekToMm BUHaxody crnonyky 3a dopmynamu 1 1a 3-5 BUKOPUCTOBYIOTL 3 METOIO fiKyBaHHS
Oyab-IKOTo CTaHy, KM NO3MTUBHO pearye Ha BBEAEHHS CMOMyKK, Ta 3rigHo 3 6yab-ikoto dhapmaLeBTUYHO hopMoto
Ta cnocobom ii BBeAEHHS, KW focarae No3MTUBHOI peakuii. Kpim Toro, nepeabavaetscs, LWo cnonyku 3a opmyroro
| MOXHa BMKOPUCTOBYBATU ANs NiKyBaHHS iHpeKUin, iHBa3in, paky abo nyxnunH, abo aBTOIMyHHUX 3aXBOPHOBAHb .

CTucnun onuc inocTpaTMBHUX MaTepianis

Dirypn 1-12 € cxemMaTUyHMMU 300pakeHHSAMW eTaniB XiMiYHOTrO CUHTE3Y, SKi MOXHa 3acTocoBYBaTU Ansi



NPUroTyBaHHSA CNOMYK, SIKi ONMCAHO HbKYe Yy po3aini npvknagis.

Pirypn 13-14 € rpadiyHmm 306paxeHHamu Bnnuey D-PnbasipuHy Ta L-PnbasipuHy Ha piBHi IL-2, TNFa, IFN-y,
IL-4 Ta IL-5 akTMBOBaHMX T-KMIiTUH.

Pirypa 15 € rpadhiyHnMmM 306pakeHHsIMM pe3ynbTaTiB AeKifbKoX ekcnepumMeHTiB woao aii L-PubasipmHy Ha
3anantoBaHHs Byxa Yy BiAnoBiab Ha ANHITPOdTOPOOEH30/, KKy BU3HAUMNN Nig Yac eKcrnepuMeHTIB.

HoknagHni onnc

TepMiHW, SKi BAKOPUCTOBYIOTb Y LibOMY OMUCI, BU3HAYaloTbCA HACTYNMHUM YNHOM.

TepMiH "Hykneo3ua" no3Havae Cronyky, Wo cknagaetbcesl i3 Oyab-AKoi neHTo3Hoi abo MoandikoBaHOT NEHTO3HOT
CKNafioBoi, fIKa € 3B'A3aHO10 i3 cneundiyHo nosuLieto retepouukny abo i3 npupoaHoo No3uuieto NypuHy (9-103nuist)
abo nipumiguHy (1-no3uuis) abo 3 ekBiBaneHTHO NO3ULIE0 Yy aHanory.

TepMiH "HykneoTna" nosHavae edip PoCHOPHOT KUCMOTU, KNI € 3aMilleHUM Y 5'-no3unLii Hykneosunay.

TepMmiH "reTepoumkn” nos3Havae OoOHOBANEHTHUIA HacnyeHwWn abo HeHacuYeHWI paavkan BYITELLEBOro LMKy,
KU Mae, NPUHaVMHI, oanH retepoatoM, Takun sk N, O abo S, y mexax Kinbusi, B AKOMY KOXHY iCHYOUY NO3uLit0
MOXHa, ane HeobOB'A3KOBO, 3aMiCTUTK, He3anexXHo, Hanpuknag, rfApoKCK, OKCO, aMiHO, IMIHO, HWKYMM arnkinom,
6pomo, xropo Ta/abo uiaHo-rpynoto. [Jo Lboro knacy 3amiCHVKIB HanexaTtb NypUHU, NipUMiguHW.

TepMiH "nypuH" Nno3Havae a3oTHi GiLMKIIYHI reTepOoLMKIN.

TepmiH "nipumigmH" No3Havae a3oTHi MOHOLMKITIYHI reTEPOLMKIA.

TepmiH "D-Hykneosngn", skuii BUKOPUCTOBYIOTb Y LIbOMY BUHaxofi, NO3Ha4ya€e HyKNeo3naHi Crnonyku, Wwo makTb
D-pu6o3Hy uykpoBy cknagosy (Hanpuknazg, AneHO3MWH).

TepMmiH "L-Hykneosnan", SKMN BUKOPUCTOBYIOTb Y LbOMY BUHAXOAi, NO3HAYa€ HYKNEeo3naHi CNonyku, LWo MawTb L-
pnBO3HY LyKPOBY CKIafoBY.

TepMmiH "L-koHdpirypauis", SKkMA BMKOPUCTOBYIOTb Y LbOMY BMHaxXodi, MO3HaYae XiMivyHy KoHQirypauito
pubodypaHo3nbHOI CKIagoBOT CNOMYK, SKi 3B'A3aHi 3 HyKNeiHOBMMK ocHoBaMU. L-koHdirypauis LykpoBoi ckrnagosoi
CMOMYK UbOro BMHaxody BiApi3HAeTbcsa Big D-koHdirypauii pMOO3HMX LYKPOBMX CKNAJOBMX HYKNeo3nas, LO
NPUPOAHO BUHUKAIOTh, TAKUX K UMTUAWH, aA€HO3UH, TUMIOVH, TYaHO3WH Ta YPUOUH.

TepmiH "C-Hykneo3nan", SKnin BUKOPUCTOBYIOTb Y LIbOMY BUHAXOAi, NO3Ha4a€e TMN XiMiYHOroO 3B'sI3KY, yTBOPEHOro
MK pMBO3HOIO LIYKPOBOK CKIAJOBOK Ta reTepOoLMKIiYHO OCHOBOW. Y C-Hykneosmaax 3B'S30K MOYMHAETHCS Bif
nosuuii C-1 pnbo3HOi LyKPOBOT CKNagoBOi Ta NPUEAHYETLCA OO BYIMELO reTepOouUKITivHOT OCHOBU. 3B'A30K, SKWiA
yTBOpIOETLCA Y C-H ykNneoanaax, Mae ByrneLb-ByrneLesnin Tmn.

TepmiH "N-Hykneo3ngmn", SkMi BUKOPUCTOBYIOTb Y LIbOMY OMUCI, MO3Ha4Yae TMN 3B'A3KY, SSKUN YTBOPIOETLCS MK
puBO3HOI LYKPOBOK CKMAA0BOK Ta reTepouuKITiyHOK OCHOBOK. Y N-Hykneosunaax, 3B'30K pO3MNOYMHAETLCH Bif
nosuuii C-1 pnmbO3HOI LYKPOBOiI CKMaAoBOi Ta MPUEAHYETHCA OO0 a30Ty reTepouMKNiYHOI OCHOBU. 3B'A30K, SKWUiA
yTBOpIoETbCA Y N-H ykneoavnaax, Mae ByrneLb-a3oTHUI TUM.

TepmiH "3axucHa rpyna” nosHavae xiMiyHy rpyny, Lo AoJaeTbCsA OO aTOMY KMCHIO abo a3oTy Ans 3axvcTy Moro
Bi HACTYNMHOI peakuii nig Yac gepvBaTu3auii iHWMX CKNagoBMX Y MOJNEKYNi, B SKill 3HAaXoAUTbCs KUCEHb abo asoT.
[ns daxisuiB y cdepi opraHiYHOro CUHTE3Y BiAOMUMU € Pi3HOMaHITHi KWCHEBi ab0 a30THI 3aXVCHI rpynu.

TepMiH "HWK4YMIN ankin" no3Havae MeTun, eTun, n-nponin, isonponin, n-6ymn, t-6ytmn, i-6ytmn abo n-rekcun.
Llet TepMiH, KpiM TOro, BiAHOCUTLCS 4O LMKIIYHOTO, po3ranykeHoro abo npamoro naHutora i3 1-6 atomis ByrneLo.

TepmiH "apun" no3Hayae OAHOBANEHTHUI HEHACUYEHWUN apOMaTUYHWI pagukan BYINEeueBOro UMKIY, Lo Mae
€eavHe kinbue (Hanpwuknag, deHin) abo gBa CKOHAEHCOBaHWX Kinbusa (Hanpwknag, Hadtn), 9Ki MoXyTs ByTu, ane
HeobO0B'sI3K0BO, 3aMiLLEHUMMU FAPOKCUIIOM, HVXXYWIM arkKiflom, xnopo Ta/abo LiaHo-rpynoto.

TepmiH "reTepounkn" no3Havyae OOHOBANEHTHUIA HacMyYeHWn abo HeHacuyeHW pagvkan BYITELEeBOro LUKy,
KU Mae, NpUHaMHi, oanH retepoatom Takun sk N, O, S, Se abo P, y mexax Kinbus, B SKOMY KOXHa icHytoua
nosuuis moxe 6ytn, ane HeoboB'A3KOBO, 3aMilleHO abo HesaMilleHO, He3anexHo, Hanpuknag, rapokcu, oKco,
aMiHo, iMiHO, HUXWIM arkinom, 6pomo, xnopo Ta/abo UiaHo-rpynoto.

TepmiH "MOHOLMKNIYHMIA" MO3HAYae OOHOBANIEHTHUA HaCUYEHWW pagukan BYITIELEeBOro UMKMy, WO Mae,
npuHavMHi, oauH retepoaToMm, Takmi sk O, N, S, Se abo P, y mexax KifbLsi, B SKOMY KOXXHa iCHyt04a no3uuis Moxe
6y, ane HeobOB'I3KOBO, 3aMiLLEHOI HE3ANEXHO LIYKPOBOK CKMaZoBO abo Oyab-sKuMU iHWMMW rpynamum, Takumm
Ak Opomo, xnopo Ta/abo ujaHo, Tak WO6 cucTteMa MOHOUWMKIIYHOMO KirbUsi B peLUTi pewT apomaTv3yBanacs
[Hanpwknag, TumiguH; 1-(2'-geokcun-p-D-epnTpo-neHToypaHO3UIT)TUMIH].

TepmiH "imyHomopynaTopu" no3Hayae npupoaHi abo CUHTETUYHI NPOAYKTW, AKi € 3gaTHUMK MoamdikyBaTu
HopMmarnbHy abo abepaHTHY iIMYHHY CUCTEMY LLISI XOM CTUMYnsLii abo cynpecil.

TepMmiH "edeKTMBHaA KinbKiCTb" Mo3Ha4vae KinbKicTb cnonyku 3a dopmynoto (), ska byge BIAHOBNSATU iIMYHHY
dYHKLiIO 0O HOpMarnbHMX PiBHIB @60 nocvntoBaTh iIMYHHY (PYHKLIKO A0 PiBHIB, LLO NEpeBULLYl0Tb HOPMarbHi piBHI And
Toro, Wo6 nikeiayBaTH iHdEKU;t0.

Cnonyku 3a ®opmynoto | MoXyTe MaTn Barato acumeTpuyHMX LieHTpiB. OTke, iX MOXHa NpUroTyBaty B ONTUYHO
aKkTMBHIN copmi abo y Burmsai pauemivyHoi cymiwi. O6'em BMHaxXOAy 3rigHO 3 ONMCOM Ta (POPMYIoK BUHaXOAy
OXOMMMIOE OKPEMi ONTUYHI iBOMepu Ta iXHi HepaueMiyHi Cymilli, a TakoX pauemiyHi opmu cnonyk 3a ®opmynoto |.

TepmiHn "a" i "B" BkasyloTb Ha cneumdiyHy cTepeoxiMiyHy KOHdirypauito 3amicHvka y acMMeTpUYHOMY aToMi
Byrmeu y XiMiYHi CTpyKTypi, SIKy 300pakeHo. Cnomnyku, siki onucaHi TyT, BCi 3HaxogATbea Yy KoHduirypauii L-
bypaHo3uny.

TepmiH "eHaHTiOMepK" NO3HAYae napy CTepPEeO0i30MepiB, SKi € HE 3BEPXHEMOXIIMBMMM A3epKanbHUMK obpa3amm
oavH ogHoro. Cymill napy eHaHTioMepiB Y BiAHOLWEHHI 1:1 € "paLueMiyHo" CyMiLLILLIO .

TepMmiH "isoMepu" nosHavae pi3Hi crnonykM 3 ogHakoBoto dopmynoto. "CTepeocizomepun” no3Havae isomepu, IO
BiAPI3HAKTLCA TiNbKW TUM, SIK aTOMU PO3MILLEHI Y NPOCTOPI.

"®apMauUeBTUYHO MPUIMHATHUMU coraMun" MOXYTb OyTv Oyadb-AKi comi, WO MNOXOAATb Bif HEOpraHiyHwWx Ta
opraHiyYHMX KucnoTt abo OCHOB.

Cnonyku uporo BUHaxo4y OTpUManuv cBOi Ha3Bu 3riJHO 3 YMOBHUMMU Mo3HavYeHHAMM Popmynu |1



Gopmysa II

Cnonyku

Cnonyku uboro BMHaxody B3arani onvcaHo ®opmynoto |. MpoTe, icHye aekinbka HabopiB CNonyk, B SKNX MakTb
ocobnuBy 3aLikaBneHiCTb Ta 40 AKX Hanexatb cinonyku 3a ®opmynamm lll, IV 1a V, aki onucaHo Huxve.

Cnonyku 3a @opmyrnoto lIl MmaroTb HaCTYNHY CTPYKTYPY:

R:
N
Ii |-~
R

~
N 5

Rs
R \rjRs/ R
Ry Ry

dopmyna IIT

ne

Xe HesanexHo O, S, CH2 ta NR, ae R e COCHz3;

R' ta R" € He3sanexHo BuOpanumu 3 H, CN, C(=O)NHz, NH,, C(=S)NH., C(=NH)NH2.HCI, C(=NOH)NH.,
C(=NH)OMe, reTepouuknis, ranoreHis, HUKYOro ankiny abo HUXYoro ankinapuny;

R1i R4 € He3anexHo Bub6paHumu 3 H, CN, N3, CH20H, HUxKYoro arnkiny Ta HWKYMx ankinamidis; i

R2, R3, Rs Rs R7 i Rs € HesanexHo BnbpaHmmm 3 H; OH, CN, Na, ranorenis, CH2OH, NH2, OCH3, NHCHs,
ONHCH3, SCH3, SPh, ankeHiny, HUK4oro arkiny, HWK4mx ankinamidis Ta 3amilleHUX reTepoLmKiB; Npu LbOMY

akwo R>=Rs=H, Toai R7i Rs € BogHAMU ab0 Hiunm;

y cnonykax 3a gopmynoto lll R' € nepeBaxHo kapbokcamigom abo CN i R" € BogHem abo ranoreHamu; R1=R4=Rs
=R7=Rgs=H i R2=R3=0OH i nepeBaxHo0 X € KucHem.

Cnonyku 3a coopmynoto 1V matoTb HacTyrHY CTPYKTYPYY:

—B
i
X

Ry

Rs
R \RoRe/ R4
Ry Ry
dopuyna IV

ne

A€ HesanexHo BubpaHnum 3 N abo C;

B, C, E i F € HezanexHo BuGpaHumu 3 CH, CO, N, S, Se, O, NR', CCONHz, CCHs, C-R?a6o P; R € HesanexHo
H, HWK4YMM ankinom, Hwk4YuMmm arkinamiHamu, COCHas, HWKYMM ankinankeHinom, HWKYMM arnkinsiHinoM abo HKYMMun
ankinapunamu, R? € HesanexHo H, OH, ranoreHamu; CN, Nz, NHy, C(=O)NH2, C(=S)NH»2, C(=NH)NH2.HCI,
C(=NOH)NH2, C(=NH)OMe, HWX4MM arkifnmoM, HWKYMMMK arkinamiHamu, HWKYMM arkinarkeHiniom, HWKYUM
ankineiHiNOM, HWKYMMU arnkinapnnamm abo 3amilLleHUMKN reTepoLmKiamu;

Xe HesanexHo O, S, CH2a6o NR; ne R € COCH3;

R1i R4 € He3anexHo Bu6paHumu 3 H, CN, N3, CH2OH, HuxK4oro arnkiny Ta HuxKu4mx ankinamidis; i

R2, R3, Rs, Res, R7 i Rg € He3anexHo BubpaHumu 3 H; OH, CN, N3, ranoreHis, NHz, CH20OH, OCHs, NHCH3,
ONHCHs, SCHs, SPh, ankeHiny, aniny, HWX4Yoro arkiny, HWKYMX ankinamiHie abo 3amilleHnx reTepouvKIis; npu
LibOM

ﬂiLLl,O R2=R3=H, Toai R7i Rs € BogHAMMU ab0 Hi4nM;

skwo A e BymeueM; B=E=N; C € N-Ph, Ttogi F He € CH;

skwo A=N; C € CH; B=E=C-CHa, Toai F He € azoTom; i akwpo A e Byrneuem, B=N; C=C-CONHy; E=CH; F=S, Togai
XHe € CHa.

Y cnonykax 3a cdopmynoto 1V, R' ¢ nepeBaxxHo H, HWk4MM arnkinom abo aninom; R? ¢ nepesaxHo H, OH,



ranoreHamu, CN, Nz, NHy, C(=O)NH., C(=S)NH2, C(=NH)NH2.HCl, C(=NOH)NH2> a6o C(=NH)OMe; i ko
R1=R4=Rs=R7=Rg=H, Toai nepeBaxHo R2=R3=0OH i nepeBaxkHO X € KNCHEM.
Cnonyku 3a @opmynoto V MatoTb HACTYNHY CTPYKTYPYY:

R! R3

dopmyna V

ne

A€ HesanexHo BubpaHnm 3 N abo C;

B, C, E, F € HezanexHo BubpaHumm 3 CH, CO, N, S, Se, O, NR', CCONHz, CCHs, C-R? a6o P; R+ € HezanexHo
H, HWK4MM ankinom, Hwk4Yumm arkinamiHamu, COCHa, HWKYMM ankinankeHinom, HWKYMM arnkineiHinoMm abo HWKYMMun
ankinapunamu, R? ¢ HesanexHo H, OH, ranoreHamu; CN, Nz, NHy, C(=O)NH2, C(=S)NH2, C(=NH)NH2.HCI,
C(=NOH)NH2, C(=NH)OMe, HWX4MM arkifnmioM, HWKYMMMK arkinamiHamu, HWKYMM arkinarkeHiniom, HWKYUM
anKineiHiNoOM, HUKYUMMM arnkinapunamu abo 3amMileHUMK reTepouuKnaMmu;

D € HesanexHo BubpaHum 3 CH, CO, N, S, Se, O, NR', CCONH,, CCH3, C-R? P a6o € Hiunm, R' € HesanexHo
H, O, HWX4YM arkinom, Hwkuymmu ankinamiHamu, COCHs3, HWXK4YMM ankinankeHinom, HWwK4YuM arkineiHinom abo
HWKYMMM  arKinapunamu, R? € HesanexHo H, OH, ramoreHamun, CN, Nz, NH2, HWKYMM arkinom, HWKYMMMK
ankinaMmiHamu, HWKYMM ankinankeHinoMm, HWKYMM arkineiHinom abo HwK4YMMK arkinapunamum abo 3amiweHumu
reTepoLmKnamu;

Xe HesanexHo O, S, CH2abo NR; ne R € COCHg;

R1i R4 € HesanexHo BnbpaHumm 3 H, CN, N3, CH2OH, HrmK4oro ankiny Ta HmK4Mx ankinamiHie; i

R2, R3, Rs, Rs, R7 i Rg € He3anexHo BubpaHumu 3 H; OH, CN, N3z, ranoreHis, CH2OH, NH2, OCHs, NHCH3,
ONHCH3, SCH3, SPh, ankeHiny, HUX40ro arkiny, HUx4mx ankinamiHie Ta 3amilleHNX reTepouUnKniB; Npu LbOMY

akwo R>=Rs=H, Toai R7i Rs € BogHAMU ab0 Hiunm;

akwo A=N; B=CO; C=N abo NH; D=CO abo C-NHy; E € CH abo C-3amiweHum; F=CH; X=0, S abo CH, Toai R2
He 6yne H, OH, CHs, ranoreHamu, N3, CN, SH, SPh, CH,OH, CH20OCH3, CH>SH, CHaF, CH2N3, apunom, apunokcu
abo reTepouuknamu;

akwo A=N; B-CO; C=N abo NH; D-CO abo C-NHz; E € CH, C-CH3 abo ranoreHom; F=CH; X=N-COCHs3, Toai R2
He 6yne H abo OH;

akwo A=N; B=CH; C=H abo CHs; D=CH a6o C-CHs; E € CH, C-CH3abo C-CONH_y; F=CH; X=0 a6o CHa, Toai
R2 He 6yne H abo OH;

akwo A=N; B=N, CO abo CH; C=CH, C-Cl abo C-OCH3z; D=CH abo C-Ph; E € CH, C-Cl| abo C-Ph; F=N a6o CO;
X=0, Toai R2 He 6yne H abo OH;

akwo A=N; B=CO abo CS; C=N abo NH; D=CO abo CNHy; E € CH abo N; F=N a6o CH; X=0, Togi R2 He Gyne
H abo OH; i

akwo A=C; B=CH; C=NH; D=CO, CS a6o C-NHy; E € N a6o NH; F=CO a6o CH; X=0, Togi R2 He 6yne H abo
OH.

[o ocob6nueoro knacy crnonyk, ki TyT po3rmagalTbCs, HanexaTb aHanorm Hykneosuais, ski MawTb
pubodypaHo3nbHY CKNagoBy, Ae Lykop Mae L-koHdpirypadito Ha BigMiHy Big npupoaHoi D-koHdirypauii. Jo uboro
Knacy HanexaTb CrOfyku, WO MIiCTATe MOAMGIKOBaHI OCHOBU NPUPOAHMX HYKNEIHOBMX KUCMOT Ta/abo CUMHTETUYHI
HYKNeo3naHi OCHOBM, Taki Sk Tpuason, 3-ujaHo-1,2,4-tpuason, metmn 1,2,4-1puason-3«kapbokeunat, 3-6pomo-5-
HiTpO-1,2,4-Tpyason, imigason, 2-HiTpoimigason, 2-6pomo-4(5)-amiHoimigaszon, nipason, 3(5)-amiHonipason-4-
kapbokcamig, TpnasuH, nipon, nipuamH, asanipuavH, Tiason, 1,2,5-tTiagiason, ceneHagiason, 4-amiHo-1,2,5-Tiagiason-
3-kapboHoBa kucnota, metun 4-okco(5H)-1,2,5-tiagiazon-3-kapbokevnar, 4-amiHo-1,2,5-ceneHaaiazon-3-«kap6oHosa
KucnoTa, TeTpasor, asadodon, 4-amiHo-1,3-azadocdon-5-kapboHiTpun, 4-6pomo-1,3-azadocdon-5-kapboHiTpun,
2-aMiHodpochiH-3KkapboHiTpun, Metun 2-amiHo-3-uiaHo-cocdon-4-kapbokeunat, 4,5-gnuiaHo-1,3-giasadpodon,
niasadpodpon, isookcason, 3-okco(2H)-izoTiazon-3«apboHoBa KucnoTa, 5-aMiHO-3-x1opoi3oTiason-4-«kapboHitpun, 5-
MeTunTio-3-0kco(2H)-i3o0Tiazon-4-«apOoHiTpun, i3oTiaszon, NipUMianH Ta iHWI 3amilleHi NoxiaHi Lux ocHoB. Cnonyku
LbOro Kracy MOXYTb TaKOX MICTUTU He3amnexHo iHLi reTepo-MOHOLUMKIIYHI OCHOBM Ta iXHi NOXiAHi, NeBHi Mmoandikauii
pubodypaHo3mnbHOT ckNagoBoi, Taki sk N- Tak i CoB's3aHni L-Hykneosnau.

[lo ocobnnBo nepeBaxHMX CNONYK LpOro knacy Hanexat L-PuGasipuH, 1-B-L-pnbodypaHosun-i,2,4-tpnazon-3-
kapbokcamia. L-PubasipunH nokasaHo Ha ®ir.1, e A, B i E € azoTom; C € C-C(O)NH_2; D € Hiunm; F € CH; X € KuceHs;

R4, Rs, R5, R7i Rg € BogHsamMu; i Rz, R3i Re € rigpokcunom.

PunbasipuH  (1-B-D-punbodypaHoann-i,2,4-tpuason-3-kapbokcamin) € MOHOLMKIIYHWUM, CUHTETUYHUM  D-
HYKNeo3naoM, KM NPOLEMOHCTPYBaB aKTUBHICTb MPOTU Pi3HOMaHITHMX BipycHMX xBopob (Huffman et al, Antimicrob.
Agents Chemother., 3, 235, 1975; Sidwell et al, Science, 177, 705, 1972). Y Haw 4ac 34iNCHIOIOTbCSA MO0 KNiHiYHI
BUNpobyBaHHA y KOMOIHaLIT 3 y-iHTepdepoHoM Ans nikyBaHHSA BipycHoro renatuty C. 3a ocTaHHi aBa Aecsatupiyys
pocnimpkyBanu pisHi D-HykneoangHi aHanorv PrubasipuHy, i 6arato 3 HUX AEMOHCTPYBaNM BUKOYHY @aHTUBIPYCHY Ta
NPOTUNYXIMHHY akTMBHICTb. MpoTe, He NoBIAOMMANOCA Hi NPO OAHY PO6OTYy WOAO cuHTe3y L-isomepHUX aHanoris
PunbaBipuHy Ta gocnimkeHHs ixHboi GionoriyHoi akTmeHoCTi. Tig Yac peHTreHoaHani3y oaHoro kpucrana PubasipuH
CTPYKTYPHO noxoavB Ha ryaHo3uH (Prusiner et al., Nature, 244, 116, 1973). 3aBgsaku nopibHocTi PrnbasipuHy Ta



rYaHo3VHYy MU O4iKyBamnu, LU0 HYKNeo3ugHi aHanorm PubaBipuHy AeMOHCTpyBaTMMyTb Cx0Xy abo nigBulleHy
iIMYHOMOAYNSATOPHY aKTUBHICTb Yy MOPIBHAHHI 3 aHanoramu ryaHo3uHy (Robins et al, US 5,041,426), okpim
aHTUBIPYCHOI aKTMBHOCTI.

BukopucTtaHHsa

Mepenbavaetbcs, WO CNONyKM LbOro BUHaxody O6yoyTb BMKOPUCTOBYBATUCS AN MiKyBaHHSA Pi3HOMaHITHAX
CTaHiB, i, HacnpaBgi, Oyab-AKOro cTaHy, KM pearye No3MTMBHO Ha BBeAEHHS ofHiei abo Gimbwe crnonyk. Kpim Toro,
ocob6nuBo nepegbavaeTbcs, WO CNOMNYKM BUHAXo4y MOXHA BUKOPUCTOBYBATU A5 NiKyBaHHS iHAeKUin, iHBasin, paky
abo nyxnvH abo aBTOIMYHHUX 3aXBOPHOBAHb .

[o iHdekuin, ski nepegbavaeTbcs NikyBaTM CnosfiykaMy LbOrO BUHaxoAy, HanexaTb 3axXBOPHOBAHHS, BUKIMKaHI
pecnipaTtopHo-cuHuuMTIansHMM BipycoM (RSV), Bipycom renatnty B (HBV), sipycamn renatnty C (HCV), npoctoro
repnecy ny 1 Ta 2, repnecy reHitanii, repneTMYHoOro KepaTtuTty, repneTuyHoro eHuedpanity, repneTuyHoro
onepisyBanbHOro nuuiato, Bipycom imyHoaediunty niogmum (HIV), Bipycom rpuny A, Bipycom hantann (remopariyHoi
rapsiyku), Bipycom 6opopaaeku nioguHn (HPV), Bipycom kopi Ta rpubkamu.

o iHBa3in, aki nepegbavaeTbea nikyBaty Crnonykamu LbOro BUHAXOAy, HanexaTb NPOTO30MWHI iHBa3ilT i Takox
iHBa3ii reNbMiHTIB Ta iHLUMX Napa3nTiB.

[o pakoBux abo NyxnMMHHWX 3aXBOPHOBaHb, AKi NepeadavacTbCsl NikyBaTu, Hanexatb Taki 3axBOPHOBaHHS, LUO
BUKIUKaIOTLCA BipycoM. [MO3UMTMBHMI BNIMB 34IMCHIOETLCHA 3aBAAKM iHMOYBaHHIO TpaHcdopmauii iHikoBaHMX
BipYCOM KNiTWH [0 HEONNacTU4YHOrO CTaHy, iHMOYBaHHIO PO3NOBCIOMLKEHHS BipyCiB i3 TpaHCHOPMOBAHUX KMNiTUH 40
iHLUMX HOPManbHUX KNiTUH Ta/abo 3aBASKWM NPUNMHEHHIO PO3POCTaHHS TPaHC(OPMOBaHUX BIpYCOM KITiTUH.

[lo aBTOIMYHHMX Ta IHWWX 3axBOplOBaHb, SKi NepeabavaeTbCca JikyBaTW, Hanexam apTpuT, Mcopias,
3axBOPIOBAHHSA KULLEYHWKY, tOBeHianbHUM piabet, BOBYaK, poO3CisHWIA CKNepos, nmogarpa Ta MnogarpudHuin apTpwT,
peBMaTOigHUIA apTpUT, BIATOPrHEHHS TPAHCNaHTaTa, anepria Ta actma.

Kpim TOro, 3rigHo 3 UMM BMHaxodoMm nepenbayaeTbCA TaKOX BUKOPUCTAHHS CMOMYK SK HaMiBMPOAYKTIB y
XIMiYHOMY CMHTE3Y iHLLM X H YKNeo3naHux abo HyKNneoTUAHUX aHarnoriB, AKi, B CBOK Yepry, MOXXHa BUKOPUCTOBYBATU SK
nikyBanbHi areHTn abo Ang iHWMX Uinen.

3rigHo 3 iHWKWM acnekToM crocib nikyBaHHSA CcaBLiB BKIOYa€e BBEAEHHS TepaneBTUYHO Ta/abo npodinakTMyHo
ePeKTUBHOI KiNbKOCTi dhapMaLeBTMYHOIO npenapary, WO MiCTUTb CMOMYKY LbOro BUHaxXoAy. Y LubOMY acnekTi edekT
JocAraeTbCA 3aBAsSKM MOAOYNsUii AesKOi YaCTMHWM iIMYHHOT CMCTeMM ccaBud, OCOOMMBO 3aBAsku Mogynsuii
nimdokiHHux npodinis Th1 i Th2. Akwo BuHWMkae mogynsuis nimdokiHie Th1 Ta Th2, nepepbavaeTbcs, WO
MoZynsuis Moxe Bknoyatn ctumynsdito sk Th1, Tak i Th2, cynpecito sk Th1 Tak i Th2, ctumynsauito Th1 abo Th2 ta
cyrnpecito iHworo, abo 6imoganbHy Moaynsuito, B sikii O4MH BNAMB Ha piBHi ThI/Th2 (Takuii sk y3aranbHeHa cynpecisi)
BUHWKAE 3a HW3bKOK KOHLEHTpaLieto, a iHWWMiA BNmB (Taknn sk ctumynauia Th1 abo Th2 Ta cynpecis iHwWoro)
BUHUKAE 3a BiNnbLLU BUCOKO KOHUEHTpaLj€et0.

B3arani, 4o HaibinbWw NepeBaXHOro BMKOPUCTaHHS 3rigHO 3 UMM BMHaxo4OM HaneXuTb BUKOPUCTaHHS, npu
SIKOMY @KTMBHi CMOSYKN € BiAHOCHO MEHLU LIMTOTOKCUYHMMMK [0 KIiTUH XassiHa, WO He € MilleHAMW, Ta BiAHOCHO
Oinbw akTMBHMMYK Ana miweHi. Onke, 6axaHo Takox, WO6 L-Hykneosuaum mornv matu nigBuLLeHy cTabinbHICTb Y
NopiBHAHHI 3 D-Hykneosngamu, WO MOXe NoninwmMTn dapmakokiHeTuky. Liboro pesynbTaty MOXHa JOCAITU Yepes Te,
WO hbepMeHTM MOXYTb HE po3nidHaTh L-Hykneosnam, omke L-Hykneo3nam MoxXyTe MaTh NMOAOBKEHE HaNiBKUTTS.

Mepenbavaetbcqa, WO Ccnomyky 3rigHO 3 UMM  BMHaxodom OyayTb BBOAUTM B OyOb-sikii  BignOBIAHIN
apmaLueBTUYHIA copMi Ta 3rigHO 3 Oyaob-sikum BignoBigHUM cnocoBom. OTke, BBEAEHHS MOXHa 3A4iMcHIOBaTU
nepoparnbHo, NapeHTepanbHO (TOOTO WNSAXOM MiALWKIPHOT iH'eKLiT, BHYTPILUHBOBEHHOI iH'eKUii, BHYTPiLUHbOM'A30BOT
iH'eKLiT, BHYTPILUHbOIPYANHHOI iH'eKLjT abo LWNsSXoM BNMBAHHS ), LWUNAXOM iHransuii abo pektanbHO, MiCUEBO Ta iHLe,
Ta y dapmaueBTMYHNX opmax, OANHULI O03N SKMUX MICTATb TPaAULiAHI HE TOKCMYHI dhapmaLeBTUYHO NPUNHATHI
HOCIl, ag'toBaHTX Ta HAaNOBHIOBaMI.

Hanpvknag, nepepbadaetbes, WO CMAOMYKM 3rigHO 3 UMM BMHaxo4oM MOXYTb OytM y dopmi cymiwen 3
dapMaLeBTUYHO NPUAHATHUM HOCIEM. Hanpuknag, cnonyku Ub0ro BMHaxody MOXXHa BBOAMTY NepopanbHO Y BUMMSAI
dhapmMaLeBTUYHO NPUNHATHUX conen. Yepes Te, LIO CMOMYKM LbOro BUHaxody 34e06inbLlioro € BoAOPO3UUHHUMM, iX
MOXHa BBOLMTM LUSSI XOM BHYTPILLUHbOBEHHOI iH'eKLIT y dhizionoriyHoMy po3uuHi (Hanpuknag, 3abydepennin oo pH 6ins
7,2-7,5). 3 Uielo MeTo MOXHa BYKOPUCTOBYBaTU TpaauUiliHi Oydepu, Taki sk docdaTtn, bikapboHatn abo umtpaTu.
3BMyaliHO, cepefHin haxiBeub y Uin obnacTti Mmoxe MoaudikyBaty chapmaueBTUUHI opMM 3riJHO 3 Ta y Mexax
IHCTPYKLi onucy anst Toro, wob 3abe3neunTv BENUKOK KinbKicTio dhapMaueBTMYHMX bOpM A4S NEBHOro cnocoby
BBeAEHHS, 6e3 HaaHHs HecTabiNbHOCTI KOMNO3MLIAM LIbOr0 BUHAXOAy Ta HE KOMMPOMEHTYIOUM iXHIO TepaneBTUYHY
aKkTMBHiCTb. 30kpema, MoandikaLio CMonyk BMHaxXOA4y 3 METOK MOMINWEHHSA iX PO3YMHHOCTI y BoAi abo iHwomy
HaMoBHIOBaYi, Hanpukrag, MOXHa nerko 34INCHUTU LWNSXOM He3HayHux Mopamdikauin (npuroTyBaHHaM coni,
ectepudikaujeto Ta iHLWe), sKi € JoOpe BigoMuMuK Ans 3BUYanHUX axiBuiB. 3BuyaiHMiA haxiBeLb MOXe TakoX NerKo
MoandikyBaTh crnocib BBeAEHHA Ta Cxemy MpuoMy NikapCbKoro 3acoly, Lo MICTUTb MEBHY CMOMYKY 3 METOH
noninweHHs hapMakoKiHeTUKM L€l CNONyKn AN OTPUMaHHSA MakCUM arkbHOTO LinoLWoro edekTy Y nauieHTiB.

Y neBHUX drapMaueBTUYHMX NMikapceknx popmax nepesara BiggaeTbca opMi NponikiB cnonyk, sika ocob/mBo
MiCTUTb auMnboBaHi (aueTunboaHi abo iHwWi) noxigHi, nipuanHoBI edhipu Ta pi3Hi consHi OpMM LIUX CMOMYK.
3BnyanHuii haxiBeub 3MOXe nerko MoaudikyBatu Li CNomyku A0 MponikapcbKMx ¢popM 3 METOK MOJIErLUeHHs
nocTayaHHA aKTUBHMX CMONYK A0 AiNAHKU-MIlLEeHi y opraHiami xa3siHa abo y nauieHToBi. 3Bu4anHMin daxiseLb Takox
CKOPUCTYETLCSt  CMPUSATIIUBUMU  (hbapMaKOKIHETUYHUMM NapameTpamu MPOnikapCbkux opM, SIKWO BOHU €
NPUAHATHUMW, ANS MOCTaYaHHA LUX CMOMYyK [0 LOiNsHKU-MIlLeHi y opraHiaMi xassiiva abo y nauieHToBi 3 MeTow
OTPMMaHHS MakcMManbHOro epeKkTy Cronyku.

Kpim Toro, cnonyku srigHo 3 UMM BMHaxo4OM MOXHa BBOAUTU OKpemo abo y komGiHauii 3 iHWUMMK areHTamu 3
MeTO NiKkyBaHHS BuLUe3ragaHux iHdekLin abo ctaHiB. [Jo koMGiHOBaHOT Tepanii 3rigHO 3 UM BMHAX04OM HanexuTb
BBEEHHS, NPUHaVMHI, OOHIET CMONMYKM LbOro BvHaxody abo ii doyHKUiOHANbHOro NoXiAHOro i, MPUHAMMHI, OOHOro
iHWOro dapMaueBTU4HO aKTMBHOIO iHrpedieHTa. AKTUBHWN(I) iHrpedieHT() Ta dapMaueBTUYHO aKTUBHI areHTu
MOXHa BBOAMTM OKpeMo abo pa3oM, i Nig Yac OKpeMOro BBEAEHHS iX MOXHA BBOAUTU 0Apa3y OAMH 33 O4HUM Yy Oyab-
sKkin nocnigoBHocTi. KinbkicTe aktmBHoOro(nx) iHrpegieHta(iB) Ta dapmaleBTMYHO akTMBHOro(Mx) areHta(iB) Ta



BiZHOCHE XpPOHOMETPYBaHHA BBeAEHHA Oyae BM3HA4aTUMCA 3 METOK OTPUMaHHSA HeobXiAHOro edekTy KOMBiHOBaHOT
Tepanii. MepeBaxHo, WO6 kKomGiHOBaHa Tepanis 3anydyana BBEAEHHS OAHIEI CMOMyKM LbOro BuHaxody abo i
cpizionoriyHo yHKLiOHaNBLHOro NOXIAHOrO Ta OQHOTO 3 areHTiB, MPO KU 3raayloTb Aani.

[o npuknapgis TakMx 4OOaTKOBMX TepaneBTUYHUX areHTiB HanexaTtb areHTu, siki € edeKTUBHUMM Ana Moaynsuii
iMYHHOI oMcTeMn abBo MOB'A3AHUX 3 HUMU CTaHiB, Taki sk AZT, 3TC, 8-samillgHi ryaHosuHoBi aHaroru, 2'3'-
ONOEOKCUHYKIeo3nau, iHTeprenkiH Il, iHTepdepoHu, Taki Sk y-iHTepdepoH, Tykapeson, neBami3on, i30NpuHO3WMH Ta
uuknosnirHanu. MNeBHi cnonyku 3rigHO 3 UMM BUHAXO4OM MOXHa edeKTUBHO BUKOPWUCTOBYBATU ANsl MOCWUIIEHHS
6ionoriyHoi akTMBHOCTI NEBHMX areHTiB 3ri4HO 3 LUUM BUHAXOAOM LUMSAXOM 3HWKEHHA MeTabonisamy abo iHakTuBauii
iHLUMX CMONYK, i, MO CYTi, iX 404aTKOBO BBOASATb 3 METOI OTPMMAHHS TaKoro edekTy.

Wono oosun, 1o 3BMYanHMA (haxiBelb 3po3ymie, WO TepaneBTUYHO edekTMBHA KinMbkiCTb Oyaoe 3anexaTtu Bif
iHgpekLii abo cTaHy, KM HEODXiAHO MiKyBaTN, CKPYTHOCTI 3aXBOPIOBaHHS, MiKyBanbHOT CXeMU, SKY 3aCTOCOBYHOTb,
apMaKoKiHETUKM areHTa, SKAA BMKOPWUCTOBYIOTb, @ TaKOX Bif CTaHy nauieHTa (TBapuHM abo nioavHW), siKoro
nikytoTb. EdpektvBHI 003M mMoXyTb OyTv B gianasodi Big 1mr/kr Barv Tina abo meHwe o 25wvr/kr Barm Tina abo
Ginbwe. Bsarani, gianasoH TepaneBTUYHO €EeKTUBHOI KiNbKOCTI Li€i Cnonykn y nikapcekin ¢opmi CTaHOBUTL Bif
He3Ha4yHO MeHLW HiKk nNpubnusHo 1Mr/kr oo npubmmsHo 25mrkr Barv naujeHTa, 3anexHo BiJ TOro, siKy CMonyky
BUKOPUCTOBYIOTb, SIKUA CTaH abo Ky iHdeKLjlo NnikyloTe Ta Big cnocoby BBeAeHHA. Takui Aiana3oH J03u L03BOMSE
[OCArTM ePeKTUBHUX PiBHIB KOHLEHTPaLii akTMBHOI CNOMNYKM y KPOBi, AKi CTAaHOBNATL Aiana3oH Big npubmmaHo 0,04
po npubmmsHo 100 MiKporpaMiB/CM3 kpoBi nauieHTa. lMepenbavaetbcs, ogHaKk, WO BiAMNOBIAHY CXeMy MOXHa
OTpMMaTU LUNSIXOM BBEAEHHS MEBHOI KiMbKOCTi 3 HACTYMHUM MigBULLEHHSAM KiNbKOCTI, JOKM MOGIYHMIA edbekT He cTaHe
3aHaAToO HECNpPUATINBMM abo AOKM HE OTPUMYHOTb OYiKYBaHOIO edeKTy.

BeBedeHHs aKTMBHOI CMOMYKM MOXHa 34iMCHIOBaTM pisHMMKM cnocobamu Big 6esnepepBHOro BBeAEHHHA
(BHYTpilULHbOBEHHA KpanenbHWUA) OO0 nepopanbHOro BBeAEeHHS Aekinbka pasiB Ha AeHb (Hanpuknag, Q.1.D.). o
Takmx crnocobiB cepen iHWMX MOXYTb HamnexaTu nepoparnbHe, MicueBe, MapeHTeparnbHe, BHYTPiLLHbOM'A30Be,
BHYTPiLULHbOBEHHE, MiAWKIpHE, TpaHcaepmanbHe (Ake MOXe BKIMYaTh MPOHMKHEHHA MOCUIIOBarkbHOroO areHTa),
OykanbHe Ta Cyno3mTopHe BBEAEHHS.

3 MeTol NpUroTyBaHHsA ¢apMaueBTUYHUX KOMMO3ULiM 3rigHO 3 UMM BWHAXO4OM, TepaneBTUYHO edeKTUBHY
KinbKicTb ofHiei abo Ginble Cnonyk 3rigHO 3 UMM BMHAXOAOM MEPEBAKHO PeTeribHO 3MilyloTh 3 hapMaLeBTUYHO
NPUAHATHUM HOCIEM 3rigHO 3 TpaaMuiHMMK cnocobamu NpuroTyBaHHs hapMaueBTUYHUX CMOMYK AN OTPUMaHHS
po3n. Hocin moxe Matu pisHOMaHiTHi dopMuK 3anexHo Big cdopmu nikapcbkoro npenapaty, HeobxigHoro Ans
BBEEHHS, Hanpwvknag, nepopansHoro abo napeHTeparnsHoro. lMig Yac npurotyBaHHA dapMaueBTUYHUX KOMMO3ULiA
y dopMi Ans nepoparnbHOro BBEOEHHST MOXXHA BUKOPUCTOBYBATU Oyab-siKi 3BMYaVHI dhapMaleBTUYHi 3acodn. Omke,
AN piOMHHUX nepoparnbHUX npenapartiB, TakuxX SK CYCMeH3ii, enikcupu Ta po34uMHM, MOXHa BUKOPUCTOBYBaTU
npuaaTHi HOCIT Ta AOMILKK, OO0 SIKMX HanexaTb BoAa, MMikoni, mMacno, CnupTu, apoMatu3aTtopu, KOHCEpPBaHTU,
6apBHUKM Ta iHWe. [Ins TBepAuX nepopanbHUX NpenapariB, Taknx K NOpPOLLKW, TabneTku, kancynu, Ta Ans TBepanx
npenapaTiB, Taknx SK Cyno3uTopii, MOXHa BMKOPWCTOBYBaTW NpuAaTHi HOCIT Ta OOMIWKM, OO0 SKUX HanexaTb
Kpoxmari, nigconompkyBadi Taki SIK AEeKCTpo3a, MaHiT, nakto3a Ta CNOpiAHEHI HOCIT, PO3UYMHHUKW, FPaHYNAToOpM,
Mactuna, 3B'si3yBarnbHi pe4YOBUHU, PO3LLENoBanbHi areHTn Ta iHwe. MNMpu HeobxigHOCTI Ha TabneTkn abo kancynu
MOXHa HaHeCTV eHTepocontobinbHe NOKPMTTA Ta iIX MOXHa 3abapBuTH 3a CTaHAapTHMMM cnocoGamu.

[ns napeHTepansHnx dapmaueBTMyHMX popMm Hocin Gyae 3BMYAHO CTEPUITBHOK BOAOK abo CTepurbHUM
BOOHWM PO34YMHOM XNOpUAY HaTPito, NPOTE BiH TAKOX MOXE MICTUTU iHLWi IHFpeaieHTn, A0 AKX HanexaTb iHrpeaieHTn,
O cnpusaTb Aucnepcii. 3BnyanHo, SKLLO BUKOPUCTOBYIOTL CTEPUIbHY BOAY, TO CKNAAHVKWN Ta HOCIi NOBWHHI TakoX
6y cTepunbHUMKU. MoXXKHa Tako NPUroTyBaTVM CYCNeH3ii Ans iH'ekUin. Y Takomy BUNagKy MOXHa BUKOPUCTOBYBaTK
BiANOBIOHI piAMHHI HOCIT, cycneHayBanbHi areHTV Ta iHLe.

PesynbTaTtn TecTis

3pivicHoBanM TecTu in vitro Ta in Vvivo 3 BUKOPUCTaHHSM cronyku 3a cpopmynoto |, L-PubasipuHy, pesynbtatu
SIKUX ONMUCAHO HIDKYE.

Y nepuin cepii ekcnepuMeHTiB MOHOHYKNeapu nepudpepiHoi kposi (PBMC) Buginunu i3 nemkoumnTHOT NniBKn
nicna ueHTpudyryBaHHa y rpagieHTti ryctuHm Ficoll-Hypaque 60mn kpoBsi 3gopoBux AoHopiB. MoTiM T-kniTvHK
ounctmnm i3 PBMC 3 BMKOPUCTaHHAM peareHTy BuAineHHs nimdountie Lymphokwik, skuin € cneundpiyHum gnsi T-
knitmH (LK-25T, One Lambda, Canoga Park CA). CepefHto KinbkicTe BUpobneHnx T-kniTuH, wo crtaHosuna 40-
60x10°, notim iHKyOyBanu npotsrom Houi npu 37°C B 20-30Mn RPMI-AP5 (cepeposuwe RPMI-1640, ICN, Costa
Mesa, CA), wo micuts 20mM 6ydepy HEPES, pH 7,4, 5% astonoriyHoi nnasmu, 1% L-rnytaminy, 1%
nexiyunin/ctpentomiunHy i 0,05% 2-mepkantoeTtaHony) ans Toro, wob Bupanutm Oyaob-AKi 3abpygHtoBanbHi
npununni KnNiTuHn. B ycix ekcnepumeHnTax T-knituhm npommsBann RPMI-AP5, a noTtim posTawosyBanu Ha
MIKpOTUTPaUiMHUX NiaHLWweTax 3 96 sMoYkaMu Npu KoHUeHTpauii KnitnH 1x1 0° kniTMH/MA.

T-kNiTMHW akTMBYBanu wWNaxom AofaBaHHA S500Hr ioHomiumHy i 10Hr dopbon 12-mipucrtat 13-auetaty (PMA)
(Calbiochem, La Jolla, CA) i inkybyBanu ix npotarom 48-72 roguH npu 37°C. T«niTMHW, SKi akTuByBanu
PMA/ioHomiuuHoM, 06pobnanu 0,5-50MkM PubasipuHy (D-PubasipnHy) abo L-PubasipuHy, abo 250-10000
OAVHULAMU/MI KOHTPOMBHOMO MpOTUMBIpYCHOro anebda-intepdepoHy (Accurate, Westbury, NY) opgpasy nicrs
akTMBauii, Ta 3HOB 006pobrnanu uyepes 24 roauHW. T-KNITMHW 3 KOXHOrO nraHweTa BUKOPUCTOBYBaNW Ans
iMyHOCONyopeCLEeHTHOro aHanidy, a cynepHaTaHTM BUKOPUCTOBYBanM [Afs BUMIPOBAHHA 30BHILUHbOKMITMHHMX
uuTokKiHiB. licna akTtveauii 900 MiKponiTpiB KNITMHHOrO CynepHaTaHTa 3 KOXKHOrO MikponraHLweTa nepeHecrnm o
HLWOro MiKponnaHwietTa Ans 34iNCHIOBAHHA aHanisy BUMPOOHUUTBA KMITUHHO-TOXIAHUX LMTOKiHIB. KniTMHM noTim
BUKOPUCTOBYBanNu y iMyHONyopecLeHTHMX aHanisax AN BU3HAYeHHS BHYTPILULHbOKIITMHHUX PiBHIB LMTOKIHIB Ta
eKcnpecii peyenTopiB LMTOKIHIB.

KoHueHTpaUuii KRiTMHHO-NOXIAHMX UMTOKIHIB NMIOAVMHU BU3HAUUMM Y KNITUHHUX CyepHaTaHTax 3 KOXHOro
MikponnaHweTa. 3MiHK, sKi 6ynn iHOyKOBaHi akTMBaLi€to, y PiBHAX iHTeprierkiHy-2 (IL-2) BU3Haunmm 3 BUKOPUCTaHHSAM
icHytoyoro Habopy ELISA (R & D systems Quantikine kit, Minneapolis, MN) a6o wnaxom 6ioaHanisy 3
BUKOpUCTaHHAM IL-2-3anexxHoi kniTuHHOI niHil, CTLL-2 (ATCC, Rockville, MD). 3miHu, iHOyKOBaHi akTuBaLj€to, y
piBHAX iHTeprelkiHy-4 (EL-4), dakTtopi Hekpody nyxnuHu (TNFa), iHTepneiikiHy-8 (IL-8) (Habip R & D systems



(Quantikine kit, Minneapolis, MN) Ta ramwma-iHTepcepoHy (IFN-y) (Endogen (Cambridge, MA) BusHaumnm 3
BUKOPUCTaHHAM Habopie ELISA. Yci pesynbtatn TectiB 3 ELISA BM3HauvMnu sk nr/mn, a pesynbtatu 6|oaHan|3y
CTLL-2 BM3HaumMnu sK KinbKiCTb BiAgnikiB 3a XBUIMHY, WO penpeseHTye IL-2-3anexHe KNiTMHHE BKIMYaHHS *H-
TumiagmHy (ICN, Costa Mesa, CA) knituHamm CTLL-2.

MopiBHaHHA aii D-PubasipvHy i L-PubagipuHy (BiACOTKOBE BiAHOLUEHHS aKTMBOBAaHWUX KOHTPOJbHUX KMiTUH) Ha
piBHi IL-2, TNFa, IFN-y, IL-4 Ta IL-5 npogemoHcTpoBaHo Ha ¢ir.13 i 14.

Y HWin cepii ekcnepumeHTiB BU3Hauunu fio L-PubasipuHy Ha 3ananioBanbHy peakuilo Byxa BHacnigok Aii
OnHiTpogTopo6eH3ony. Pe3ynbTaTi LMX eKCNepPUMEHTIB NPOAEMOHCTPOBaHO Ha dir.15.

CuHTes

Cnonyku 3rigHO 3 UMM BMHAXOAOM MOXHA BMPOONATW 3rigHO 3i Cnocobamu CUHTE3y, KOKeEH 3 akuMx € aobpe
BigOMUM ANs 3BMYaMHMX cdhaxiBuiB. Baarani, cnonyku 3rigHo 3 UMM BMHaxo4OM CUHTE3YIOTbCH LUMSAXOM KOHAeHcaLii
BiAMOBIAHOT HYKNEO3nAHOT OCHOBM 3 HeoOXiAHWM LYKPOBMM CMHTOHOM 3 METOK OTPUMaHHs 3axvileHoro L-
HYKNeo3nay, WO 3aBASKKM HACTYMHIA MaHinynsauii 1a BigWenneHHs 3aXMCHUX TPyn Bif MAPOKCUITbHUX TPYM LYKpPY
[03BONSAE OTPUMaTH HYKINEO3UAHWIA aHarnor, Sk Mae HeobxigHy pnbodypaHo3unsHy cknagosy 3 L-koHdirypauieto.

Mig Yac xiMiYHOro CUHTE3y pi3HMX CMOMYK 3rgHO 3 UMM BMHaxXo4oM Oyaob-sikuin 3BMYaliHMA paxiBeub byne
34aTHVM BUKOPUCTOBYBaTU Liel BUHaxia 6e3 HagMipHMX ekcnepumeHTiB. 3okpeMa, Oyab-sakuii 3BMYariHuiA daxiselb
3'icye pi3Hi eTanu, siKi crig BUKOHATV 3 METOK BBEAEHHS MEBHOrO 3aMiCHMKA Ha HeobXigHi noswuii ocHoBM abo
3amicHMKa Ha HeoOXigHiM no3umuii uykpoBoi cknagoBoi. Kpim Toro, Oyge BU3HayeHo, WO XiMiYHi eTanu, ski
30INCHIOIOTLCS 3 METOK 3axUCTy (QYHKLiOHAMNbHUX Py, Takux K rigpokcvrnbHi abo amiHorpynu, cepep iHWMX, a
TaKoX ANS BiALLEeNNeHHs LMx caMe oyHKLiOHaNbHUX rpym, € BiANOBIAHUMW A0 06CTaBUH CUHTE3Y.

Hani BuHaxig Gyge onmcaHoO 3 NOCUMaHHAM Ha HacCTYMHi Npuknagu, SKi € ruvwe incTpaTMBHUMU, ane He
obmexyBanbHUMK. 3BMYanHUA axiBeub 3pO3yMi€, WO Li NPUKIaan Hi B SKOMY pasi He € oOMexyBanbHUMMU i LLO
pisHi Bapiauii Ta geTtani MoxyTb 6yTn 3pobneHnmm, He BiAxoaa4M Big AyXy Ta 06'eMy LibOro BUHAX0AY.

Cnonyku UpOro BMHaxo4y MOXHa MPUrOTOBUATU 3rigHO 3i cnocobamu, wo € pobpe Bigomumn. Ocobrmeo
KOPUCHUMMU € HACTYMHi CXeMU CUHTESY.

Cxema 1: CuHTte3s pnbodypaHosnneHnx Hykneosngis (R1, Rs, Rs, R7 i Rg € BogHaMY; i R2, R3 i Re € rigpokcunom)
3a copmynoto (ll): Hykneosnan tpuason L-pubodypaHosuny roTyBanu 3a cnocobom KMUCIOTHOMO KaTtanisaoBaHOro
cuHTesy (Sato, T., et al, Nippon Kagaku Zasshi, 81, 1440, 1960). Onke, Tpnasonu (1) amiwanu 3 1,2,3,5-tetpa-O-
aueTtnn-L-pnbosoto (2) Ta kaTtanitTMYHoo KinbkicTio Bic(p-HiTpodeHin)docdaty i Harpisanu npu 160-165°C npoTarom
30 xBUNMH B yMOBax 3HWKEHOrO TUCKY 3 METOK OTPMMaHHsS HEOOXiAHWMX HYKNeo3uaiB, SKi BHACMNIZAOK HACTYMHOroO
BiLLENIEHHS 3aXUCHMX TP YN JO3BONSAIOTL OTpMMaTn Tprason L-puboHykneosnam (3) 3a copmynoto (l1).
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Cxema 1

Cxema 2: CuHte3 L-pubodpypaHosunbHux Hykneosmais (Ri, Rs, Rs, R7 i Rg € BogHaAMu; i Ro, R3 Ta Rs €
rigpokcunom) 3a cpopmynoto (lll): Tpmason, nipason Ta iHwWi 5-yneHoBi reTepoumkniyHi L-pnbodypaHo3UnbHI
HYKIIEO3MAM LUbOro BUHAxo4y NpUroTyBanu 3 BUKOPUCTaHHAM crnocoby Vorbruggen'a, y sikoMmy 34ilncH0eTbCa 06pobka
retepo UMKIiB (4) XNOpOTPUMETUNCUIIAHOM 3 METOK OTPMMAaHHS CUNINOBOIro NPOMDKHOIO NPOAYKTY, AKWMI BHACNIAOK
KOHOeHcauii 3 3axuwieHo pubo3oto (5) y NpUCyTHOCTI Xopuay OnoBa Yy iHEPTHOMY PO3YMHHUKY A€ HeoOXaHi
Hykneoanaun (6). MNicna KoHAeHcauii 3 NPOAYKTIB BiAWENNSATb 3aXUCHI MPYNX 3rigHO 3i 3BMYaHUMK cnocobamu, Lo
BiAOMi haxiBLSAM, i OTPUMYIOTb cnonme 3a doopmynoto (lIl).
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Cxema 2

Binbwicte crnonyk 3a dopmynot (lll) mokHa npuroTyBaTM 3 BWMKOPWUCTAHHAM BuWLUE3ragaHoro crnocoby
KoHOeHcauii. HeobxigHi  1,2,3,5-TeTpa-O-auen-L-pubosy T1a  1-O-auetmn-2,3,5-1pn-O-6eH30in-L-pnbo3y
npuroTyBanu 3rigHo 3 MNpwknagom 2 i Mpuknagom 13, BignosigHo. MeTepoMOHOUUKIYHI OCHOBU MOXHa OTpuMaTHh Bif
Aldrich, Fluka, ICN, Acros, Alia, Lancaster Ta TCI America a6o ix roTyBanu 3a cnocofbom, Npo SKu NoBIJOMIANN y
nitepatypHux ctattax (Robins, R. K., et al, Nucleosides & Nudeotides, 13, 17-76, 1994). MNpuroTyBaHHs NiponbHUX,
nipa3onbHMX Ta iHWOro Tuny TpuasonbHUx L-Hykneosupis 3a dopmynoto (V) 3givicHioBanu 3a cnocoGamu
npuroTyBaHHs BignoBiaHMx D-Hykneo3wnais, npo ski nosigoMnanu y Chemistry of Nucleosides and Nucleotides, Edited
by Leroy B. Townsend, New York, Plenum Press, 3, 1-105, 1994. PisHi imigasonbHi L-Hykneo3nau rotyBanu 3a
cnocobamu oTpumaHHs iMigasoneHux D-Hykneosumgis (Shaw, G., B Chemistry of Nucleosides and Nudeotides, Edited
by Leroy B. Townsend, New York, Plenum Press, 3, 263420, 1994).

Cxema 3: Crnonykm 3a cpopmynoto () MmoxHa oTpuMaTh WNAXOM peakLii retepoumknis (2) 3 L-pubosoto (5) 3a
cnocobom Vorbruggen'a (Niedballa, U., et al, J. Org. Chem., 39, 3654, 1974), skun onucaHo BMLIE LIOAO



npuroTyBaHHsi cnonyk 3a cdopmynoto (lll).
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Cxema 3

C-Hykneosnan (ae A € syrmeuem y dopmynax | ta lll) L-koHdirypauii rotyBanu 3 BUKOPUCTaAHHAM Crlocoby
npuroTyBaHHsa BignosigHMx C-Hykneosunais D-koHdirypauii, npo ski nosigomnanu (Watanabe, K. A., B Chemistry of
Nucleosides and Nucleotides, Edited by Leroy B. Townsend, New York, Plenum Press, 3, 421-535, 1994).

Cxema 4: MNMpuroTtyBaHHS L-apabiHodypaHo3unbHux Hykneosmais (R1, Rz, R4, Rs Ta Rg € BogHsamu; R3, Re TaR7 €
rigpokennom): b-aHomepu apabiHosnneHux L-Hykneoaugis 3a bopmynamu I-lll MoxxHa npurotyBaTV WNAXOM peakuii
2,3,5-1pu-0-6eH3nn-L-apabiHodypaHo3un Gpomiay (9; Baker, R., et al., J.Org. Chem., 26, 4605-4609, 1961) Ta
NOXiAHOrO TPUMETUIICUTINIOBOI OCHOBU AN OTPMMaHHS MPOMDKHOrO npoAykTy L-Hykneoaugy (10). 3HuwEeHHS
6nokyBanbHux rpyn 10 go3BonuMT oTpumaTtu HeobxigHi b-L-apabiHodypaHo3umbHI Hykneosuaun. Y Bunagky 3
niponsHuMu b-L-apabiHoHykneo3ngamm BrkopucToByBanu cnocib rmikoavwnauii coni HaTtpito (Revankar, G. R, et al,
Nucleosides & Nucleotides, 6, 261 264 1987).

C o) Bn
OBn
+ Base ——m
OBn
2

Cxema 4
Cxema 5: MpurotyBaHHA L«cunodypaHosmnbHux HykneosngiB (R1, R3, R4, Rs Ta R7 € BogHAMU; R2, Re Ta Re €
rigpokennom): b-aHomepu keunodypaHo3mnnbHux L-Hykneosngis 3a popmynamu |-l moxxHa npurotysat i3 1,2-an-O-
auetn-3,5-agn-0-6eH3unn-L«cnnodypaHosu (11; Gosselin, G., et al., J.Heterocyclic Chem., 30, 1229-1233, 1993) Ta
BiAMOBIAHOT OCHOBM LUMSIXOM CNOCOOY, SIKUIA ONUCAHO Y CXeMi 4.
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Cxema 6: MpuroTyBaHHs L-2'-neokanpunbodyparHosnnsHmnx Hykneosungis (R1, Rz, R4, Rs R7 Ta R € BogHsmu; Ra
Ta Re € rigpokcunom): b-aHomepu 2'-geokcupubodypaHo3unbHux L-Hykneosugis 3a dopmynamu |-l moxHa

npuroTyBaTh wWwnsxomMm peakuii 3',5-an-O-p-tTonyin-2'-geokcnepuntpo-b-L-neHtodyparosmn xmopug (13) (Smejkal, J.,
et al. Collect. Czec. Chem. Commun. 29, 2809-2813, 1964) 3 cunifnoBMM NOXiQHWM reTepOLMKNiB Y MPUCYTHOCTI
6peHCTeOBOT KMCMOTU AN OTPUMAaHHA BUKIOYHO b-i3omepiB (14) y goctaTHbOI KinbkocTi (Fujimorn, S., et al,
Nucleosides & Nucdleotides, 11, 341-349, 1992; Aoyama, H., Bull. Chem. Soc, 60, 2073, 1987). Taki came b-L-2'-
OeokenpubodypaHo3unbHi Hykneo3nagm 6yno Takok BUFOTOBMEHO LWNAXOM peakuii xmopouykpy (13) 3 HaTpieBowo
cinnto ocHosu (Kazimierczuk, Z., et al, J. Amer. Chem. Soc, 106, 6379-6382, 1984) B cyxomy aueToOHIiTpWi.
MpombkHnin  npoaykT (14) nicna  06pobkM MeTaHoNoBMM amiakoM [faB HeobxigHi  b-L-2'-pneokcneputpo-
neHToMypaHO3NIbHI HyKneosvu:M
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Cxema 7: MpurotyBaHHA L-3'-geokanpubodypaHo3unnsHnx Hykneosuais (R1, Rs, R4, Rs R7 Ta Rs € BogHamu; R2
Ta Re € rigpokcunom): b-aHomepu 3'-geokcupubodypaHo3unbHux L-Hykneosugis 3a dopmynamu |-l moxHa

npurotyBatm wnsxom peakuii  1,2-gu-O-auemmn-5-0O-6eH30in-3-geoken-L-eputpo-neHTosn (15) 3  cuninosum
NOXiAHVM reTepouuKniB Yy NPUCYTHOCTI M'HiCOBOI KMCNOTW Ans Toro, wob oTpumaTu b-isomepu (16), ski BHacnigok
po36rioKyBaHHS  METaHONOBUM  aMmiakoM  [03BONAT®  oTpumaTtn  b-L-3'-geokcmepuTpo-NeHTodypaHO3UIbHI
Hykrneoavnaun. Taki came Cnomykn MOXHa TakoX MpUroTyBaTh LUMAXOM peakuii BiAnoBigHOro 1-xnopo noxigHoro
cnonykn (15) i3 HaTpieBoto CinMo reTepouUmKniYHOl OCHOBW, Tak caMme sIK y Bunagky 3 2'-geokcu L-Hykneosmagamu,
OMUCaHUMWN y CXeMmi 6.
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Cxema 8: lNpurotyBaHHA L-2'3'-gnaeokenpunbodpypaHosnnbHnx Hykneosmgis (R1, Rz, R3, R4 Rs R7 1a Rs €
BogHsMU; Re € rigpokcurnom): b-aHomepu 2',3'-amaeokenpunbodypaHosnneHux L-Hykneosngis 3a cdopmynamu |-l
MOXHA npuroTyBatM Wnsixom 0o6bpobkn  BignosigHux  5-O-TpucbeHinmeTnn-2',3'-6ic(MeTaHcynbdoHaT)-b-L-
pubodpypaHosnneHnx Hykneosuaie (17) rigpotenypugom Hatpito (Clive, D. L., et al, J. Org. Chem. 61, 7426-7437,
1996) y CH3CN npu kimHaTHIN TemnepaTypi, K nokasaHo Hux4e. TpUTUnoBsy rpyny, 3peLutoro, suganvunu is (18) sa

NOMipHUMU yMOBaMu AN Toro, Wob oTpumaTun 2',3'-anaeokcmpmbodypaHo3mnnbHi b-L-Hykneosungu.
Base
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Cxema 8

Kpim TOro, samilleHi uykpwm, Taki sk 1-6pomMo-2-geokcn-2-ropo-3,6-O-6eHsoin-L-apabiHodypaHosa (Ma, T., et
al, J. Med Chem., 39, 2835-2843, 1996), Ta iHwi moaudikoBaHi Lykpu L-koHdirypauii 6yno onncaHo y nateHTi CLUA
Ne5473063; WO 96/13512; WO 96/13498; WO 96/22778; WO 95/20595; nateHTi CLUA Ne5473063; nateHTi CLLUA
Ne5567688; WalczaK, K, et al, Monatsh. fur Chemie, 123, 349-354 (1992); Wengel, J., etal, J. Org. Chem., 56, 3591-
3594 (1991); Genu-Dellac, C, et al, Tetrahedron Lefts., 32, 79-82 (1991) ta Czernecki, S., et al, Synthesis, 783
(1991). Kpim TOro, npuroTyBaHHs moaMdikoBaHUX LYKPiB Ta Hykneosuais D-«oHdirypauii 6yno onucaHo y nateHTi
CIHA Ne5192749; WO 94/22890; Uteza, V., et al, Tetrahedron, 49, 8579-8588 (1993); Thrane, H, et al, Tetrahedron,
51, 10389-10403 (1995); Yoshimura, Y., et al, Nucdleosides & Nucleotides, 14, 427-429 (1993); Lawrence, A. J., et al,
J. Org. Chem., 61, 9213-9222 (1996); Ichikawa, S., et al, J. Org. Chem., 62, 1368-1375 (1997); €Bponeicokiln 3asBLi
NeQ 457 326 Al; nateHTi CLUA Ne3910885; WO 96/13498 ta Karpeisky, M,Y, et al, Nudeic Acids Res. Symposium
Series, 9, 157 (1981). Wnaxom 3acTtocyBaHHSA cnocolbiB cMHTE3y (CxeMm), siki 6yNo onucaHo y uux ctatTax ans
npuroTyBaHHA D-HykneosnaiB, MOXXHa TakoX OTpUMaTu BignoBiaHi moaudikosaHi L-Hykneosngu.

IHWi cnonmykn y Mexax uboro BMHAxXoO4y MOXHa CUMHTE3yBaTM 3 BUKOPUCTAHHAM IHCTPYKLi LWOAO CXxem,
3anponoHOBaHWX TyT, @ TaKOX 3riAHO 3i cneundiYHMMKN NpUKNagaMmu Ta iHWUMK cxemamu, ski OyayTb onmcaHi HkYe.
Kpim cnocobiB, 3anponoHoBaHUX TyT, ¢axiBelpb Nerko 3'Acye, sk OTpMMaTX ClIOMYKU Yy MeXax LbOro BuMHaxody
LNSAXOM 3acTocyBaHHA Aobpe Bigomux crnocobiB, Takmx siki onmcaHo y Nucleic Acid Chemistry, Improved and New
Synthetic Procedures, Methods and Techniques, Edited by Leroy B. Townsend and R. Stuart Tipson, John Wiley &
Sons, New York (1978-1991); Chemistry of Nucleosides and Nucleotides, Edited by Leroy B. Townsend, New York,
Plenum Press (1988-1994) ta Nucleosides and Nucleotides as Antitumor and Antiviral Agents, Edited by Chung K.
Chu and David C Baker, New York, Plenum Press (1993). [Insa caxiBuiB gobpe BigoOMMMK € NPUIHSATHI cnocobu ana
30iICHEHHS 3aMiLLEHHS Y MeXaxX L YKpOBOI CKMNagoBOoi CMOMNYK 3rigHO 3 POPMYMNOK LbOro BMHAxXoAy. iX ONuMcaHo y
pisHux nybnikauisx, a came: y nateHTi CLUA Ne5559101; nateHTi CLUA Ne5192749; nateHTi CLLUA Ne5473063; nateHTi
CLUA No5565438. MpuaaTtHi cnocoby OTPMMAaHHSI Pi3HMX FreTePOLUKIIYHUX CMONYK Ta iX 3aMilleHHS OnMcaHo y
Chemistry of Nucleosides and Nucleotides, Edited by Leroy B. Townsend, New York, Plenum Press, 2, 161-398
(1991) i Chemistry of Nucleosides and in Nucleotides, Edited by Leroy B. Townsend, New York, Plenum Press, 3, 1-
535 (1994).

Mpuknaam

Hani BMHaxig MOXHa 3'cyBaTW LUNSXOM 3BEpPTaHHA A0 HACTYMHWX NPUKMaAiB, siki ONMCAHO HWKYe i Y SKUX
HOMepU CronyK, ki 306paxkeHo rycTuM LWpy oToM, BiANOBIiAaoTb HoMepaMm Ha Pirypax 1-12.

Mpwvknag 1

1-O-Metun-2,3,5-1pn-0O-auetvn-B-L-pnbodypaHosa (19)

L-Pu6o3y (15,0r, 100mMmornb) po3umHunn y cyxomy metaHoni (200mn) ta oxonogunu go 0°C. Oo wuboro
XONOAHOro MepeMillaHoro po3ymHy nosinbHo popann H>SOs4 (2mn) i peakuiiHy cymiw nepemiwysanu npwu
TemnepaTtypi Hwk4e 20°C npoTsirom 12 rogvH B aTMocdepi aproHy. Joganu cyxuin nipyavH (75mn) i Bunapunun oo
cyxocti. Joganu cyxuin nipugnH (100mn) i BMNapunm B yMOBax 3HWXXEHOrO TUCKY A0 OTPMMaHHSA MacrsiHUCTOro
3anuwky. Llen sanuuwok posuwiHunu y cyxomy nipuauii (150mn) ta 06pobunm auetanrigpngom (50mn) npm 0°C B
atmocdepi aproHy. Joganu TEA (41mn), peakuiiHy cymiw nepemiwysann npu 0°C npotdrom 1 roguvHu i npu
KiMHaTHIN TemnepaTypi npoTarom 36 roavH, BUNapunmM A0 CyxOCTi. 3anuwIok po3uuHunu y Bogi (200 mn), TBepanii
NaHCOs3 noBinbHO gogasanu gns Toro, wob sigperynoBatm pH posunHy oo 7, BogHy cymiw ekctparysanm CHoClo
(250mn), npomunu Bogoto (150mn) i congaHum posumHom (100Mn), BUCYLLMNM Ta CKOHueHTpyBanu. MacnsHuctuia
3anuwoK BiadinbTpyBanu kpisb wap cunikarento (200r), npomunm CH2CIl2:EtOAc (8:2, 1000mn) . ®inbTpaT BUNapunm
i Macno BMKOPMCTOBYBaNW 4SS HACTYMHOT peakuii.

Mpwknag 2

1,2,3,5-Tetpa-O-auetmmn-p-B-L-pnbodypaHosa (2)

Cwupon (19) (29,0r, 100mMonb) i3 nonepenHbOi peakuii BUNapumm pasoMm i3 cyxum TtonyorioM (2x100mn) i
BMCYLLYBanM NpoTsiroM Houi 3a gonomoroto TBepaoro NaOH npu kimHaTHIM TemnepaTypi in vacuo. Bucywenuii cupon
PO3YMHUNK Y NbOASHIN ouToBin kucnoTi (150mn) i oxonoaunu go 0°C B amocdpepi aproHy. [Jo uboro TBEpPAOro
poO34YuHy gofdanu aueTaHrigpug (35mMn), a noTim ayke nosinbHo AofdaBanu HSOs4 (10mMn) npoTsirom 15 XBUMMH.
PeakuiiHy cymil nepemiwyBanu npu KiMHaTHIN TemnepaTypi NpOTAromM Houdi Ta Bunumum ii Ha nig (200r) npwu



nepemiwyBaHHi. Cymiw ekctparyBanvm CHCI3 (2x200Mn) i opraHiuHWiA eKcTpakT npoMunm Bogoto (200mn), HacuyeHum
NaHCO3 (200mn) Ta consHum po3ymHom (150mn), Bucywmnu Hap 6e3sogHMM NaxSO4 Ta BUNaApunmM OO CyXOCTi.
3'acysanu, wo oTpmumanuin cupon 30r (94%) 6yB 4OCTAaTHLO YACTUM ANA peakuii rmiko3unsuii.

Mpuknag 3A

Metun 1-(2,3,5-Tpn-O-aueTun-p-L-pubodypaHosmnn)-1,2, 4-tpuason-3«kapbokcunat (20)

Cymiw metun 1,2,4-tpuason-3«apbokcunarty (0,64r, 5mmone), 1,2,3,5-tetpa-O-auetun-p-L-pnbodypaHosu (2)
(1,5r, 4,72mmonb) i Bic(p-HiTpodbeHin)-cdocdaTy (20Mr) nomicTmnu y rpywonoAibHy Kornby i po3TaluyBanu y MacnsHy
BaHHY, sKy nigirpirm go (160-165°C). Konba 6yna 3'eaHaHa 3 BogsHUM acnipaTopom i ii otpumysanu npu 160-165°C
(TemnepaTtypa MacnsiHOi BaHHM) B yMOBaXx 3HWKEHOIO TUCKY i nepemillyBanu npoTarom 25 xsunuH. PeakuiiiHy cymil
Buaanunu, oxonoaunu i possemm EtOAc (150mn) i HacnyeHum NaHCOs (100mn) . MpoaykT ekctparyBanu EtOAc.
OpraHiyHuin ekcTpakT npomunm sogoto (100mMn) Ta consHMM posynHom (50Mi), BUCYLLIMAW Ta BUNAPUIM OO CYXOCTi.
3anuLokK, KU oTpuManu, OYUCTUIM 3a AOMOMOrOH0 dorell KOMNoHKK 3 cunikarenem 3 BukopuctaHHsm CHCI3—EtOAc
K entoeHTy. 3iGpann uicTi dpakuii Ta BUNapUnM ix 4o cyxocTi i oTpumanu 1,2r (66%) unctoro npoaykty: 'H AMP
(CBCl3) 62,10 (3s, 9H, 3 COCH?3), 3,98 (s, 3H, OCH3), 4,22 (m, 1H), 4,46 (m, 2H), 5,54 (t, 1H), 5,76 (m, 1H), 6,04 (d,
1H, C+H) i 8,38 (s, 1H, C3H). EnemeHTHUN aHani3: C1sH19N3Og (385,22): C, 46,75; H, 4,97; N,10,91. 3nangeHo: C,
46,82; H,4,57;N=10,71.

Mpuknag 3B

1-B-L-pnbocpyparHosnn-1,2,4-tpuason-3-«kapbokcamig (21)

Cybetpat (20) (1,1r) po3unnHunm y CH3OH/NH3 npm 0°C i postawysanu y ctanesii 6om6i. Bomby 3aumHunu i
300BTyBanu npu KiMHaTHIN TemnepaTypi npotarom 18 roguH. Ctanesy 6om6Gy oxonoawnu, BigKpWUnM i BUNapunun go
CyXOCTi. 3anu1LIoK 3a3HaB KpucTarnisayii 3 HeBENUKOIO KifbKiCTo eTaHony.

MpoaoykT kpucTanisyBaBcs, ane nicns dinbTpyBaHHA KpucTan 3HOB abcopbyBanu Boay i Habynu BUrMsi Ay nacTu.
Kpuctanisauito nosTopioBanu fekinbka pasiB. 3pewwTol BiH KpucTanisyBaBca i3 Cymilli MeTaHony/etaHony.
Be3bapBHi kpucTtanu BiadinbTpyBanM, NPOMUNM MeTaHONOM Ta BUCYLLMNM Yy Bakyymi. ®inbTpaT 3HOB BUNapunu,
nicnsi ioro HacTolBaHHA oTpuMmarm kpuctanu. 3aranbHun Buxig 0,5r (72%); T. nn.: 177-179°C; [a]p=+38,33 (c
3mr/mn H20); D chopma PubasipuHy [a]o=-36,0 (¢ 3,0mMr/mMn H20); 'H AMP (Me»SO-ds) & 3,46 (m, 1H, CsH), 3,60 (m,
1H, CsH), 3,92 (q, 1H, C4H), 4,12 (q, 1H), 4,34 (q, 1H), 4,88 (1, 1H, CsOH), 5,20 (d, 1H), 5,58 (d, 1H), 5,80 (d, 1H,
CtH), 7,60 (bs, 1H, NH), 7,82 (bs, 1H, NH) i 8,82 (s, 1H, C3H). EnemenTHnin anania: CsH12N4Os (244,20): C, 39,34;
H,4,95; N, 22,94. 3HangeHo: C, 39,23; H, 4,97; N, 22,91.

Mpwknag 4

2,3-O-I3onponinigeH-L-pubosa (22)

Ho nepemiwysaHoi cycneHsii L-puboan (30,0r, 260mmMonb) B cyxomy aueTtoHi (200mn) gogamm nog (1,27,
10Mmorb) Npw KiMHaTHIA TemnepaTypi B atmocdepi aproHy. PeakuiiiHy cymiw nepemiwyBanu npoTtarom 1 roavHu
(pPO34mH cTae roMoreHHVM Mid y Lew nepioa) Ta 3aracumm posymHom Tiocynbdaty HaTpito (1M). Po3unH Bunapunu go
cyxocTi. 3anuwwok po3umHunu y CHoClz (250mn) , Bucywmnu Hag 6e3sogHum MgSCa Ta TBepAy peYOBUHY NPOMUNN
CH2Cl2 (150mn) . Kom6iHoBaHMI dinbTpaT BUNApumM A0 CYXOCTi. 3anuLLoK po3TallyBanu y BEPXHii YaCTUHI KOMOHKM
3 piokcmaom KpemHito (8x116cm), sika 6yna 3anoBHeHa CHCIs. KonoHky entotoBann CHCI; (500mn), CHCIs:EtOAC
(9:1, 1000mn) i CHCls: EtOAc (7:3, 1500mn). Yuctmuin npoaykt, skui entotosanu CHCls: EtOAc (7:3), sibpanu,
Bunapum i otpumanu 34,51 (90%) mMacnsaHucToro 3anuuiky. MacnsaHucTMn NpoaykT BUKOPMCTOBYBANWU Y HACTYMHIN
peakuii H amMP (CDCl3) 61,30 1,38 (2s, 6H, isonponinigeH CHs), 3,70 (m, 3H), 4,08 (m, 1H), 4,38 (m, 1H), 4,55 (d,
1H), 4,81 (d, 1H) i 5,38 (m, 1H).

Mpwknag 5

1-Oeokcu-1-rigpasunHin-2,3-O-izonponinigeH-L-pnbosa (23)

Po3unH 2,3-O-izonponinigeH-L-pubosn 22 (34,5r, 182mmonb) B abcontotHomy meTtaHoni (200mn) o6poburnm
po3unHoM 6Ge3BogHoro rigpasunny (42,0r, 1313mmore) B abconotHoMy MeTaHoni (100mn), Ak gogasany no
kpannam npoTtarom 30 XBUNUH Ta NpuW KIMHaTHIN TemnepaTypi B atmocdepi aproHy. Maimxke 6e3b6apBHMIN pPO3YMH
nepemillyBanu npuv KiMHaTHI TeMnepaTypi Ta y 6e3BogHNX ymoBax npoTarom 18 roanH. Po3unH Bunapunm B ymoBax
Bakyymy i oTpumarm 6GesbapBHuii cupon. Cvpon 3HOB BuNapunu pasom 3 abcontoTHMM meTaHonom (5x100m).
OTpumanun cupon opgpasdy Harpinu (70°C) B ymoBax TWUCKY, LIO NigTpMMyBanuM 3a AOMOMOrOK BaKyyMHOi moMmnu
(0,1Top), a NOTiM yTpMMYyBanM NOro B yMOBax Takoro TUCKY NpoTsiroM 12 roauH Ans BucylwyBaHHA. Buxia ctaHoBMB
35,0r (95%). Takun maTtepian BukopucToByBanun 6e3 nogarbsLUoi O4YNCTKM AN HACTYNHOIO eTany.

Mpuknag 6

5-AmiHo-4-uiaHo-1-(2',3"-O-i3onponinigeH-p-L-pnbodypaHoaun)nipason (24)

Po3uunH 1-geoken-1-rigpasuHin-2,3-O-izonponinigeH-Lpn6o3n (23) (16,3r, 79,90MMornb) B abContoTHOMY eTaHoTi
(100mMn) ouuwyBanu TpuMBanMM CTpyMOM aproHy npotsarom 30 xBunvH. Tak came OYMLLEHMIA PO3YMH
(eTokcumeTuneH)-manaHoHiTpuny (10,37r, 85Mmornk) B abcontotHomy etaHoni (100mn) gopaBamm Kpannismu y
PO3YMH, AKMI LUBMAKO NepemillyBanu npu KiMHaTHii TemnepaTypi npoTtarom 1 roaMHu. Po3yvH nepemiwyBanu nig
aproHom npoTarom gogatkosux 30 XBUMUH, a NOTIM HarpiBanu y konbi 3i 3BOPOTHUM XONOAWUITBHUKOM MpOTsirom 12
roanH. PO34nH opaHXeBOro Kofb0py OXONOANNN A0 KiIMHAaTHOT TeMnepaTypy Ta BUNapwm y BakyyMi 40 CyXOCTi.

Lle maTtepian po3unHunu B emnauetati (100mn), a notiv obpobunu cunikarenem (50r). Cymiw Bunapunm Oo
CyXOCTi Mig BakyymMOM, @ OTPMMaHW MOPOLLUOK pO3TallyBanu y BepXHi YacTuMHi KOMOHKM 3 curnikarenem (500r)
(6x30cm, cyxe HanoBHeHHs). KomoHKy entotoBanu rpagieHToMm posunHHuka CH2Clo—EtOAc. ®pakuii, wo manwu
YMCTUI NPOAYKT, 3ibpann pasom Ta BMNapunu Ao niHHoi cpopmu: Buxig 171 (76%); H amP (CDCl3) 61,301 1,52 (2s,
6H, isonponiniaeH CH3), 3,86 (m, 2H, CsH), 4,40 (n, 1H, C4#H), 4,80 (bs, 2H, NH>), 5,00 (d, 1H), 5,20 (m, 1H), 5,80 (d,
1H, C+H)i 7,54 (bs, 1H, C3H). EnemenTtHni ananis: C12H16N4O4 (280,28): C, 51,43; H, 5,75; N, 19,99. 3HangeHo: C,
51,20;H, 5,63; N, 19,98.

Mpuknag 7

5-AmiHo-i-(3-L-pnbodypaHosmn)nipason-4-«apboHitpun (25)

Po3unH 5-amiHo--(2',3'-O-izonponinigeH-B-L-pnbodypaHosnn)-nipason-4-«kap6oHitpuny (2A)



(4,6r, 16,43mmornb) B 90% TpudropoouTosin kucroti (30mMn) nepemiwyBanu Mpu KiMHATHIA TemnepaTypi
npoTtarom 4 rogvH. PeakuiiHy cymilw BMnapunm Ao CyxOCTi, @ 3anuvLwoK BMNapunu pasom 3 meTaHornoMm (3x35mn).
3anuLLoK BUKOPUCTOBYBanu AN HaCTyNMHUX peakLin.

Mpuknag 8

5-AmiHo-1-(B-L-pnbodpypaHosnn)nipazon-4-«kapbokcamia (26)

Y po3unH (25) (4,60r) B rigpokcua amonito (35mn) poganu 30% nepokcug BogHto (2vn). Cymiw nepemiwyBanu y
CKNAHUI Nig4 TUCKOM Npu KiMHAaTHIN TemnepaTypi npoTarom 18 roauH, cKNSHKY Mif TMCKOM OXONogwunu, petenbHO
BiZUMHWUNM | neTKi npoayk™ Bunapunu Jo cyxocTi. OTpMaHun Takum crocoboM 3anMLIoK BuMapuivM pasom 3
etaHonom (3x20mn). BHacnigok kpucTanisauii cMporo npoAykTy 3 eTaHosiom/sBogoto otpumamm 3,51 (71%) umucroi
cnonyku: 'H AMP (DMSO-de) & 3,57 (m, 2H, CsCHy), 3,86 (q, 1H, C4H), 4,11 (q, 1H, C3H) , 4,43 (q, 1H, C2OH), 5,63
(d, 1H, J=3,99 'y, C+H), 6,51 (br s, 2H, NH2), 6,71 i 7,26 (2br s, 2H, CONH2) i 7,69 (s, 1H, C3 H). EnemeHTHMI
aHanis: CoH14N4O5 (258,23): C, 41,86; H, 5,46; N, 21,69. 3HangeHo: C, 41,57; H,5,40; N, 21,61.

Mpuknag 9

5-AmiHo-i-(2',3'-O-i3onponinigeH-p-b-pubodypaHoaun)nipason-3,4-amkapOoHitpun (27)

Pos3unH TeTtpauiaHoeTuneny (24,32r, 190mmonb) B abconotHomy EtOH (100mMn) fgopasanm kpannamu nig vac
nepemillyBaHHa y po3unH 1-geoken-1-rigpa3umHin-2,3-O-isonponinigeH-L-pubosn (223,0r, 113,0mmons) B EtOH
(100mn) npoTtsarom 30 xeunuH npu 0°C. PeakuiinHy cymill nepemiwyBanu npy TemnepaTypi NboaaHoOT 6aHi NpoTsirom
[oaaTkoBuX 2 roavH, a NoTiM nepemillyBany Nnpu KiMHaTHIN TemnepaTypi npotaroMm 15 rognH. PO34MH KOpUYHEBOTO
Konbopy BiadinbTpyBanu i BMnapunm o cyxocti. 3anuwok po3yunHunu y Me OH (50mn), agcop6byBanu cunikarenem
(90r) Ta posTalwyBanu y BepxHill YaCTUHI KONoHKM 3 cunikarenem (10x25cm), sika 6yna 3anoBHeHa CH2Clo. KonoHky
emotoBann CH2CI2/EtOAc (10:1, v/v -BigcoTkoBe BigHOLWEHHSA 06'emiB); romorenHi dpakuii 3ibpanu i Bunapnm o
cyxocTi. XKoBTy MiHY 3anuLuKy KpucTanisysanu 3 eTaHony nicns TpyMBanoro HacToKBAHHA NPKW KiIMHaTHIN TemnepaTypi
i oTpumanu 15r (44%) uncroro (27): T. nn. °C; 'H AMP (Me2S0O-de) 61,31 1,48 (2s, 6H, isonponiniaeH-CHa), 3,29
(m, 2H, CsCHy), 4,13 (m, 1H, C4H), 4,83 (m, 1H, C3H), 4,97 (t, 1H, CsOH), 5,24 (m, 1H, C2H), 6,12 (s, 1H, C+H) ,
7,65 (s, 2H, NH2). EnemeHTHun anani3: C13H1sNsO4 (305,29): C, 51,14; H, 4,95; N, 22,94. 3HangeHo: C, 51,20; H,
5,04; N, 22,61.

Mpuknag 10
5-AmiHo-1-8-L-pnbodypaHosunnipason-3,4-amkapboHiTpun (28)
CycneHasito 5-amiHo-1-(2',3"-O-izonponinigeH-B-L-pnbodypaHosnn)-nipason-3,4-gukapOoHiTpun (4,6r,

15,0mmone) B 90% TFA/Boai (50mMn) nepemilwyBanu npu KiMHaTHIN TemnepaTypi npoTtsrom 12 roauH. PO34MHHMK
BUNapum, sanuwok sunapunun pasom 3 EtOH (3x50mn). OTpuMaHuii TakuM YMHOM 3arnuLLIOK CBiTNO-KOPUYHEBOIO
KOMbOpy BUKOPUCTOBYBanNu Ansi HACTyNHOI peakuii.

Mpuknag 11

5-AmiHo-1-L-pnbodypaHosunnnipason-3,4-aukapbokcamig (29)

Cinb TFA 5-AmiHo-3-L-pubodypaHosunnipason-3,4-agukapboHiTpun (28)

(2,60r, 10,0Mmonb) po3umMHMKN y KoHueHTpoBaHoMy NH4OH (28%, 100mn) Ta o6pobunm H202 (30%, 15mn).
PeakuinHy cymill nepemiwysanu npu KiMHaTHIN TemnepaTypi Y CKnsHUi Mig TUCKOM npoTarom 12 rogvH, a noTiM
BUNapumm Ao cyxocti. 3anuwok sunapunu pasom 3 MeOH (3x50mn). Crvpwi npoaykT KpucTanidyBanu i3 CymiLli
EtOH/Boam i otpumanu 2,0r (68%)

(29): T. nn. °C; "H SAMP (Me2SO-ds) & 3,60 (m, 2H, CsCH>), 3,87 (m, 1H, C4H), 4,18 (m, 1H, CsH) , 4,54 (m, 1H,
C2H), 4,91 (t, 1H, CsOH), 5,03 i 5,38 (2d, 2H, C230H), 5,69 (d, 1H, C1H), 6,99 (br s, 3H, NH2) i CONH(H)), 7,72 i
7,78 (2s, 2H, CONH2) i 9,65 (d, 1H, CON (H)H). EnemenTtHui aHanis: C1oH1sNs06 (301,26): C, 39,87; H, 5,03; N,
23,25. 3HanpgeHo: C, 39,72; H,5,40; N, 23,61.

Mpuknag 12

OumeTun 1,2,3-1pnason-4,5-gukapookcunat (30)

[o nepemiwaHoi cycneHsii asmgy Hatpito (5,03r, 77,39vmonb) B N,N-gumetundopmamigi (DMF) (120mn)
popasanu kpannmsmu npu 0°C npotsirom 30 xBUNMH pO3YMH AumeTwun aueTuneH-gnkapbokcvnaty (10,0r,
70,36mmorb) y DMF (100mn). Yepes 30 xBunvH po3vuHHUK BUganumm B ymosax Bakyymy npu 30°C, gns toro wo6
3anuwmnacs cBiTno G6arpsHo-kopuYHeBa TBepAa peyoBuHa. Teepady peyoBvHY ABiYi NpommuBany edipomM Ta 3'egHanu
3 Boaoto (100mn). BoaHuii po3umnH nigkmcnumm koHueHTposaHoto HCI go pH 2. BogHuii wap cnovatky ekctparyBanu
egipom (100mn), a notim xnopodgopmom (100mn). KomGiHOBaHI opraHiyHi Wwapu Bunapunu i otpumanm Teepay
pEeYoBUHY CBITINO YepBOHOro Korbopy: 128-130°C. Teepay pe4oByHY NPOMUIM rapsa4yMM rekcaHoM i KpucTanisyBanm 3
Gensony: Buxig ctaHoeus 11,01 (85%); ' AMP (CDCls) §4,00 (s, 6H), 11,87 (brs, 1H, NH).

Mpwknag 13

1-O-AueTun-2,3,5-1pu-0O-6eH30in-B-LpnbodypaHosa (5)

Y po3uuH L-pubo3su (25,0r, 166,66mMmmorns) B MeOH (300mn) goganu 25mMn HacM4eHOro MeTaHooOBOro Xropuay
BOJHIO i MepemillyBanu npuv KiMHaTHIA TemnepaTypi npoTsarom 6 roguH. Peakujto 6yno 3aBeplueHo yepes 6 rogmH 3a
[0MNOMOrol TOHKOoLapoBOoi xpoMaTorpadii 3 BukopuctanHHam CH2Clo/MeOH y BigHoweHHi 9:1. lNicna 3aBepLueHHs
peakuii goganu cyxuin nipuavH (30Mn) i Bunapunm pos3yunHHukn. o sanuwky goganu we 30Mn nipuavHy i Bunapunu
0O cyxocTi. 3anulioK po3unHunu y cyxomy nipuauHi (200mn) i CH2Cl2 (150mn), notim oxonoaunm go 0°C.
Bensoinxnopug (96,26mn, 830,12mmonb) AofaBanu KpannsaMu i nepemillyBanu npu KiMHaTHIR TemnepaTypi
npoTaroM Hodi. ToHKowapoBa XpoMmaTtorpadis 3 BUKOPUCTaHHAM rekcaHy/eTunauetaty (7:3) BkasdyeBana Ha
3aBepLUeHHs1 peakuii. PO3U/HHMKM BUNApuiM, a 3ammwok po3unHum y CHCIs (300mn) i npomunu H2O (200mn) i
HacnyeHuMm NaHCOs (200mn), a noTim Bucywmnu Hag 6e3sogHnm NaxSO4 Micnsa eBunaptoBaHHa CHCIs 3anumiiok
BUNApUIM pasom 3 TOMYOriOM i OTpMManuM MacrngHUCTMN 3anuwiok. 3armwok pos3unHuim y AcOH (200mn),
aueTaHrigpuai (85,0mn; 770,9Mmornb) i cipyaHin kncnoti (4,46mn; 83,29MMonb). PeakLiinHy cymill nepeMiwysanv npm
KiMHaTHIN TemnepaTypi NPOTAroM HOui, NiCIst YOro TOHKOLIapoBa XxpomaTorpadis (rekcaH/eTunauerat 7:3) B<asyBana
Ha 3aBepLleHHS peakuii. PO3YMHHUKM BMMapumm B ymMOBax Bakyymy, a OTPMMaHUIN 3anuvLIOK BMNapuimM pasom 3
Tonyonom. KopuyHeBui 3anuwok po3Teprm y nopowok 3 EtOH i oTpumanu CBiTNO-KOPWYHEBI KpucTanu.



BindinbTpyBanu TBEpPAY PEYOBMHY Ta MOBTOPHO KpucTanidyBanu 3 EtOH i otpumann 1 OAu,eTvm -2,3,5-1pn-0-
GeH30in-L(+)-rniokodyparosy 40,51 (48,0%) y Burnsgi Ginux kpuctanis: T. nn. 125-125°C; 'H AMP (CDCls) § 4,49
(m, 1H, CsH), 4,77 (m, 2H, C44A i CsH), 5,80 (d, 1H) , 5,93 (m, 1H, C2H), 6,43 (d, 1H, C+H, J12=1,5I"u4) i 7,30-8,09
(m, 15H, PhH).

Mpuknag 14

OumeTtnn 2-(2',3',5'-1pn-O-6eH30in-B-L-pnbodyparHosnn)-1,2,3-tpnason-4,5-gnkapbokevnat (31)

Cymiw cyxoro agumeTtmn 1,2,3-tpuason-4,5-gukapbokevinaty (3,70r, 20,0mmonb), rekcametungucunasady
(HMDS, 60mn), i (NH4)2SO4 (0,1r) HarpiBanu y konbi 3i 3BOPOTHUM XONOAMMBHUKOM (TemnepaTypa MacnsHoi 6aHi
140°C) npoTarom 12 roavH y BigcyTHOCTi BororocTi. HagmipHy kinbkicte HMDS Buganunu wnsixom auctunsuii y
BaKyyMi i oTpuManu noxigHe TpUMETUCUNINY, SKNn po3umHnnn y 6essogHomy CH3CN (100mn).

[o 3rapgaHoro Bule npo3oporo po3uvHy gogann 1-O-auetun 2,3,5 1pn-O-6eH3oin-L-pubodypaHosy (10,12r,
20Mmornb) i cymiw nepemiwysanu npotarom 10 xBunuH. [o UbOro nepemMiliaHoro po3ynHy goganu TpUMeTUncvnin
TpudropomeTaHecynbdoHaT (4,6mn, 26,0MMorb) | NPOJOBXKYBANU NepeMillyBaHHSA LWe npoTsarom 12 roguH npu
KiMHaTHIN TemnepaTypi. PeakuiHy cymiw Bunapwnwu, 3anuwok po3dvHunu y CH2Clz (500mn). OpraHivyHun wap
peTensHO NPOMUIM BOAHMM HacuyveHum poddmHoM NaHCOsz (3x100mn), HacnyeHnm podunHom NaCl (3x1 OOMn) Ta
BoAolo (3X50Mn) i BUCYLMNN Hag Ge3BogHUM NaxSOs. PO3uMHHMK BUmapunn i oTpumanm 12,0r (95%) 31: 'H AMP
(Me2SO-de) & 3,88 (s, 6H, 2 OCH3), 4,65 (m, 2H, CsH), 5,01 (m, 1H, C4H), 6,10 (m, 1H, C3zH), 6,32 (m, 1H, C2H) ,
6,88 (d, 1H, C1H, J12=2,75Iu) i 7,45-7,95 (m, 15H, PhH).

Mpwknag 15

2-B-L-pnbodpypaHosunn-1, 2, 3-tpnason4,5-gukapbokcamia (32)

Cnonyky 31 (6,0r, 9,5mMmonb) posunHumm y MeOH/NH3 (cyxuin MeOH, HacuueHun 6e3sogHum NHs npu 0°C,
60mn) i posTawyBanu y cTanesii peakuinHin nocyauHi. MocyauHy Harpieanu npu 95°C npotarom 16 roauH.
PeakuiHy nocyamHy oxonogunun, obepexxHo sigkpumm i gossonunu NH3z BunaptoBaTuca npu KiMHaTHIM TemnepaTypi.
MeOH Bunapunun g0 CyxoCTi, @ 3anuwIoK po3Tepnn y NopoLlok 3 rapsyum TonyorioMm (3x50mn) i Blp,cblanpyBanM
KopunyHeBunn 3anmiok kpucranisyanu i3 BogHoro EtOH (95%) i otpumarm 2,40r (89%) 32: T. nn. 210-212°C; H
AMP (Me2SO-de) & 3,45-3,59 (m, 2H, CsH), 3,98 (m, 1H, CsH), 4,25 (m, 1H, CzH), 4,54 (m, 1H, C2H), 4,78 (t, 1H,
Cs0OH, D20 B3aemosamiHHun), 5,27 i 5,67 (2d, 2H, C230H, D20 B3aemosamiHHui), 5,89 (d, 1H, J+2=3,85Iy, C+H) ,
8,051 9,05 (2br s, 4H, 2CONHy>). EnemeHTtHuin aHani3: CoH13NsOg (287,23): C, 37,63; H, 4,56; N, 24,38. 3HaingeHo:
C,37,52;H,4,19; N, 24,59.

Mpwknag 16

1-(2',3",5"-Tpn-0-6eH3oin-f-L-pubodypaHosun)nipnamH-4-oH-3-«kapbokcamig (33)

Y cymiw rekcameTungmucunasany (50mn, 239,77mmonb) Ta xnopoTtpumeTtuncunany (1,0mn, 21,43mmorns) gogamm
nipnavH-4-oH-3«ap6okcamig (1,38r, 10,0mmonb) (BUroToBneHo 3a cnocobom, npo skun nosigomnsam y: W. C. J.
Ross, J. Chem. Soc., C, 1816, (1966); W. Herzand D. R. K. Murty, J. Org. Chem., 26, 122, 1961). Cymiw kvn'atunu
y Konbi 3i 3BOPOTHMM XONOAWUSBHMKOM NiJ Yac nepemillyBaHHs npoTsiroMm 2 roguH. MoTim ii Bunapunun go cyxocTi B
yMOBax Bakyymy i Aani BMCyLlyBanM B yMOBax BUCOKOrO Bakyymy npoTarom 2 roguH npu 60°C. Cyxuin cMonucTun
3anuLLIoK CycrneHayBanu y cBixkoanctunboBaHomy 1,2-auxnopoeTani (50mn), Ta y uto cycneHsito gogamm 1-O-auetun-
2,3,5-1pu-0O-6eH30in-L-pnbodypaHosy (5,06r, 10,0mmonb) T1a cBixe gnctunboBanu SnCls (1,0mn, 8,52MMorb).
PeakuiiHy cymiw knn'atunu y konbi 3i 3BOPOTHUM XonoAaunbHUKOM npoTsirom 1,5 roaumH, ii oxonogunu T1a po3senu
CH2Cl2 (100mn) Ta HacuyeHum BopHuM NaHCOs (25mn). Cymiw BiadinbTpyBanu Kpise OpoyHMinepwT i wap
npomunu CH2Cl2 (20mn). OpraHiyHy a3y Buainunu, npoMunm BoAO, AOKWU PianHa, SKOK MpomuMBanu, He ctana
HenTpansHol, BuCylWyBanu Hazg 6e3BogHuMM cynbdaToM HaTtpito. OpraHiyHWiA ekcTpakT BUNapunu Ao CyXoCTi i
oTpMManM CMOJIUCTUI 3aNMLLOK. 3anmMLLOK OYNCTUNK WNAXOM dhnell XxpomaTorpadii Ha cunikaren 3 BUKOPUCTaHHAM
CH2Cl>—~EtOAc sk entoeHTy. YncTi dpakuii 3ibpanu, koHueHTpyBanu i otpumanu 0,50r (9%) 33 y Burnagi 6inoi niHu:
'H AMP (CDCl3) &: 4,94 (m, 3H, C4H i CsH), 6,12 (m, 1H), 6,20 (m, 1H), 6,32 (d, 1H) i 7,2 8,30 (m, 20H).

Mpwknag 17

1-B-L-pnbocbypaHosnnnipmanH-4-oH-3«kapbokcamig (34)

Cnonyky 33 (0,5r, 0,86MMOrb) pO34MHUNN Y CYXOMY MeTaHomnoBomy aMiaky (50mn) i nepemiwysanu npoTsirom 15
roauH y 6om6i npu kiMHaTHIN TemnepaTtypi. Po3uMH noTiM KOHUEHTpyBanuM A0 maroro ob'eMy i oxonomkyeanm
npotaroMm Houi npu 4°C. OTpMMaHun KpucTaniyHMi NpoAYKT BiAdiNbTPyBanu, NPOMUAM XOMNOAHMM METaHOIIOM.
Teepay pe‘-IOBI/IHy nepekpucTaniayBanu i3 abcontotHoro etaHony i otpumanu 0,23r (87%) umctoro npoAykTy: T. nn.
209-211°C; "H AMP (Me2SO-dg) 63,60 (m, 2H, CsH), 3,93 (m, 1H, C4H), 4,09 (m, 1H, C3H), 4,34 (m, 1H, CzH), 5,11
(m, 1H, Cs0OH, D20 B3aemo3amiHHUiA), 5,22 i 5,47 (2m, 2H, C230H, D20 B3aemo3amiHHuin), 5,84 (d, 1H, j12=6,3I"L,
CtH), 7,21 (m, 2H, PhH), 7,64 (m, 2H, PhH i CONH) i 8,44 (s, 1H, CONH2). EnemeHTHMin aHani3: C11H14N20s
(270,24): C, 48,89; H, 5,22; N, 10,37. 3HargeHo: C, 48,89; H, 5,42; N, 10,51.

Mpuknag 18

2, 3,5-Tpu-O-6eH30in-B-L -pubocypaHosun asug (35)

Cyxun xnopua BOAHKO nponyckanu Kkpi3b cycneHsito  1-0-auemn-2,3,5-1pu-0O-6eHsoin-L-pubody (20,0r,
39,52mmorb) y BUrmAAi ApibHoro cyxoro nopolky y edipi (300mn) npn 0°C, goku He oTpUMarnM Npo3opu Po3ymnH (2-
3 roavmHn).Cymiw notim 3armwmnu BigctotoBatucs npu 0°C NpoTArom Houi. PO3UYMHHMK BMAanumm i 3anuiiok y
BUMALI CMONMU peTenbHO BuNapunnM cyxum 6eHzonom (2x25mn.) i tonyonom (25mn). 3anuwok po3YnHUIM Y
metunuiaHigi (250mn). Jo Heoro goganu asung HaTtpito (20,0r, 307,6mMmornb) i peakuinHy cymill kun'atunn y konbi 3si
3BOPOTHUM XOMNOAUIbHUKOM B aTtMocdepi aproHy npoTarom 2 roauH. Micna 3aBeplueHHA peakuii, WO BM3HAYMMM
WSIXOM TOHKOLWApoBOi xpomaTtorpadii 3 rekcaH/etmnauetatom (7:3), po3uvH BigdinbTpyBanu i Bunapumm i
oTpMManu MacnsHACTUIA NpoaykT (14,6 r) y kinbkicHomy Buxoai. B ymoBax cywiHHA y BI/ICOKOMy BaKyymi NpoayKT
Habys Burnagy 6inoi niHW. Cyxun maTepian BUKOPUCTOBYBaNM ANS HACTYNHOT peakuyji. 'H AMP (CDCl3) & 4,54 (m,
1H), 4,76 (m, 2H), 5,57-5,58 (dd, 1H), 5,68 (d, 1H, J=1,65L), 5,84-5,86 (m, 1H) i 7,34-8,12 (m, 15H, PhH).

Mpuknag 19

5-AmiHo-1-(2',3',5"-Tpn-O-aueTun-p-L -pubodypaHosun)tpmnason-4-«apbokcamiz (36)



N,N-Oumetundpopmamia (60mn) goganu y xonoguuii (0°C) posumH rigpokcmay kanito (1,72r, 30,7mMMorb) y Boai
(10mn) i po3unH nepemiwyBanu npu Takin TemnepaTypi npotarom 10 xsunwuH. LliaHaueTtamig (2,58r, 30,68mmons)
pojanu y uemn posyvH i noTim nepemiwysanu cymiw npu 0°C, AoKM He pO3YMHMBCA yBeCb TBepAun maTtepian. [o
uboro po3uuHy gopanu 2,3,5-1pu-O-6eH30in-B-L-pnbodypaHosun asmg (10,0r, 20,5mmornb) ogHielo nopuieto i
peakuiviHy cymiw nepemiwysanu npu -5°C npotarom 14 rogmH. Po3unH GypLUTMHOBOrO KOMbOPY BUMapuivM B yMOBax
Bakyymy (BogsdHa 6aHa 50°C) i oTpumanu opaHxeBy HamiBTBEpAY PEYOBUHY, SKYy PeTeNnbHO BMMapunM pasom 3
abconoTHMM eTaHonom (2x560mn) Ta Tonyonom (3x50Mn) B yMoBax BakyyMy i oTpuManu rycty CMony opaHxeBoro
konbopy. Cmony po3unHuim y 6e3sogHoMy MeTtaHoni (150mn), pogarm metokeuzg HaTpito (1N, 25mn) i po3ymH
nepemilyBanu nNpu KiMHaTHiA TemnepaTtypi y 6e3BogHMX ymoBax NpoTAaroM 6 roamH. Po3unH 6ypLUTMHOBOIO KOMbOpy
06pobunm ioHoobMmiHHOK cmoroto Dowex 50 X H (npubnmsHo 35mn pigkoi cMomm) oo oTpumanHa pH 6. Poauun
BiAdiNbTPYBaANM, Wap CMOMM NPOMUNN AOAATKOBMM MeTaHonom (50mn) i komGiHOBaHi dinbTpaTn BUNApunm Ao
CYXOCTi B yMOBax Bakyymy (BoasHa 6aHst 80°C), i oTpumarnm oparxeBy cmony. Cmony Lie pa3 po3Tepnin B NOPOLLIOK
etnnaudetatom (6x50Mn), KOXHY NOPLiO B CBOK Yepry AeKaHTyBanu, AOKW CMOfia He 3aTeepaHyna A0 CTaHy
amopHOro Tina TEeMHO-KOPMYHEBOIO KONbOPY. 3rifHO 3 XxpomaTorpadieto niadineHnn cupun NnpodykT 2,5r (32%) 6ys
unctum. licna gekinbkox KpucTanisauii NPoAYyKT, WO MICTUB AOMILLKW, NepeTBoOpunn y aueTtaTtHy ¢opmy 3rigHo 3
OMNCOM, SIKUI 3aNPOMNOHOBAHO HIMKYE.

Buwesraganwi cupuii matepian (0,41, 1,54MMonb) po3umHUnM y cyxomy nipuguHi (10mi). PosunH oxonoamnu oo
0°C B ymoBax atmoccepu aproHy i obpobunu avetanrigpmaom (0,95r, 9,26mmornb). PeakuiiHy cymill nepemiluysanu
npu KiMHaTHIM TemnepaTypi NPOTAromM Hodi i 3aracmnu MeTaHornoMm (1,0mn). PO3YMHHMK BMOAnuUnAM i 3anuLiok
po3uuHunu y CH2Clz (100mn). OpraHiyHmin wap npomumm HacmyeHum NaHCOs3 (100mn) i consiHum podunHom (50mn),
BUCYLLMNN Ta BUNApunu A0 cyxocTi. Cupuin NpodykT ouMCTUNM Wnaxom dnew xpomaTtorpadii Ha cwurikareni 3
BukopuctaHHam EtOAc ak entoeHTy: Buxig 0,52r (88%); H AmP (CDCl3) & 2,12 (3s, 9H, 3COCH3), 4,324,52 (m,
3H), 5,64 (m, 1H, C3H), 5,85 (m, 1H, C2H), 6,00 (br s, 2H, NH2), 6,32 (d, 1H, C+H) i 8,73 (brs, 2H, CONHy>).

Mpuknag 20

5-AmiHO-1-8-L(+)-pnbodypaHo3unTpmason-4-«kapbokcamig (37)

Cnonyky 36 (0,5r, 1,29MMorb) po3unHUnu y MeTaHonoBoMy amiaky (50mn, Hacuyenuin npu °C). PeakuiiHy cymiLu
nepemillyBanu npu KiMHaTHIA TemnepaTtypi npotarom 16 roguH i BMnapunu A0 CyxOCTi. 3anuwok po3Tepnu y
nopowok Tpudi 3 EtOAc i TBepay pedvoBMHY KpucTanidyBanu i3 miHimaneHoro ob6'emy cyxoro EtOH, i oTpumanu
Ge3bGapBHy TBepay peuoBuHy: T. nn. 159-161°C; 'H AMP (Me2SO-ds) & 3,40-3,52 (m, 2H, CsH), 3,93 (m, 1H, C4H),
4,19 (m, 1H, C3H), 4,46 (m, 1H, C2H), 4,74, 5,22, 5,62 (m, 3H, 3 OH, D20 B3aemo3aminHuit), 5,84 (d, 1H, J=3,90I"u,
CqyH), 7,95 (br s, 2H) i 9,02 (br s, 2H). EnemeHTHnn aHani3: CgH13NsOs (259,22): C, 37,07; H, 5,05; N, 27,02.
3HanpeHo: C, 37,36; H, 5,14; N, 27,01.

Mpwknag 21

5-O-Auetnn-1-(2',3',5"-1pu-O-auetmn-p-L-pubodyparHosun)tpuason-4-kapbokcamia (38)

N,N-OumeTtnndopmamia (40mn) poganu y xonogHui (0°C) posuunH rigpokengy kanito (1,16r, 20,82mmorns) y Boai
(20Mn) i po3uMH NepemillyBanu Npu Takin TemnepaTypi npotarom 10 xBunuH. ETunmanonamar (2,73r, 20,82mMmorns)
Aojanv oo posyvHy, a noTim cymiw nepewmiwysanu npu 0°C, ookn yBeCb TBEpPAUN MaTepian He pO3YnHUBCA. Y Len
po3uvnH gomanu 2,3,5-tpun-0O-6eH3oin-p-L-pnbodypaHosnn a3umg (6,76r, 13,88mmornb) ogHieo nopuieto i peakuiHy
cymiw nepemiwysanu npu -5°C npotsirom 14 roanH. Po3yvH GypLUTMHOBOrO KONbOPY BUMapWUiM B yMOBaX Bakyymy
(BogaHa 6aHa 80°C) i oTpumarm opaHxeBy HamiBTBEpAYy PEYOBMHY, SKY MOTIM peTerlbHO BUMApWMM pas3oMm 3
abcontoTHM eTaHonoM (2x50mn) i Tonyonom (3x50mn) B ymoBax Bakyymy, BHACnifOK YOro oTpuManu rycty cMorny
opaHxeBoro konbopy. Cmony posunHunu y 6essogHomy metaHoni (150mn), gpoganu metokeng Hatpito (0,5N, 10mn) i
nepemillyBanu po34ynH Npu KiMHaTHIN TemnepaTypi y 6€3BoAHMX yMOBax NpoTsirom 6 roguH. Po3unH GypLutMHOBOrO
Konbopy 06po6unm ioHoobmiHHOK cMmoroto Dowex 50 X FT (npubnmsHo 35mn pigkoi cMonu), wob otpumatn pH 6.
PosunH BigdinbTpyBanu, wap cmonm npomMmunm gogatkosumu 50 mn meTtaHony i KOMGiHOBaHi dinbTpaTn BUNapunu
[0 CyxoCTi B ymoBax Bakyymy (BoasiHa 6aHsa 80°C), i oTpumanu cMony opaHxeBoro konbopy. CMony 3HOB po3Tepnu
y MOPOLLOK 3 eTunaueTatom (6x50m), KOXHY NOPLIto, y CBOKO Yepry, AeKkaHTyBanu, AOKM CMofia He 3aTBepanra i He
Habyna BurMsAy aMopHOT PeHOBMHU TEMHO-KOPUYHEBOIO KOMbOpy. TBepay pevyoBuHy cycrneHaysanu y 6e3sogHomy
nipnavHi (30mn) i auetadrigpuai (7,8mn, 83,28mMmork), nepewmiwysanu y 6e3BogHWX ymoBax Mpu KiMHaTHINA
TemnepaTypi npotarom 18 roguH. PeakuinHy cymiw BigdinbTpyBanu Kpisb HEBENWKUA LAp HarnoBHEHOro
6poyHmineputy. Wap 6poyHmineputy npoMunu cebkum nipyamHom (50Mn) i kom6iHOBaHI chinbTpaTv BUNapunu Oo
CyXOCTi B yMOBax BaKyymy, BHacnigok 4oro otpumanu kopuyHeBy cmony. Cmony posuvHunu y CH2Clz2 (150mn) .
OpraHiyHui wap npomunu HacmdeHum NaHCO3 (100mn) Ta consHMM posyunHom (50Mn), BACYLWUMAM | BUNapunm Ao
cyxocTi. CMpui NpoAYKT O4MCTUNK WNsSxoM dorewl xpoMaTorpadii Ha curnikareni 3 BukopuctaHHam CHoClo—EtOAc
SIK MII0eHTY. YncTi cpakLii 3i6panu, Bunapum i otpumarm 1,5 (42%) uncroro npoaykty 38. 'H AMP (CDCls) &: 2,14
(3s,9H, 3 COCH3), 2,60 (s, 3H, COCH3), 4,15-4,58 (m, 3H, C4H i CsH), 5,62 (m, 1H, C3H), 5,82 (m, 1H, C2H), 6,28
(d, 1H, C+H)i 10,63 (brs, 2H, CONHy>).

Mpuknag 22

5-Tigpokcu-1-4-L (+)-pnbodypaHosmnTtprason-4-«apbokcamia (39)

Cnonyky 38 (1,5r, 3,50Mmonb) po3umvHUNM y MeTaHONoBOMY aMmiaky (50mn, HacnueHomy npu °C). Peakuiviny
CyMill nepemiwyBanu npu KiMHaTHIN TemnepaTypi npoTaroMm 16 rogwvH i BMnapunM A0 CyXOCTi. 3amnuLioK Tpudi
po3Teprim y nopowwok 3 EtOAc i TBepay peyvoBuHY kKpucTanidyBanu i3 miHiMansHoro o6'emy cyxoro EtOH, BHacnigok
yoro otpumarm 0,70r (77%) 39: T. nn. 162-164°C; H AMP (Me2SO-de) 6 3,40-3,50 (m, 2H, CsH) , 3,84 (m, 1H,
C4H), 4,17 (m, 1H, C3H) , 4,32 (m, 1H, C2H), 4,90 (t, 1H, CsOH), 5,20, 5,58 (2d, 2H, 2 OH, D20 B3aemo3aMiHHWN),
5,76 (d, 1H, J=3,90I"u, C+H), 7,58 i 7,80 (2brs, 2H, CONH>) i 8,82 (s, 1H, CsOH) , EnemeHTHMI aHani3: CgH12N4Os
(260,21): C, 36,92; H, 4,65; N, 21,53. 3nangeno C, 36,90; H,4,79; N, 21,43.

Mpuknag 23

1-(2',3",5"-Tpn-0-6eH3oin--L-pubodypaHosun-6-metnnypauun (40)

Cymiw 6-metunypaunny (2,52r, 20,0mmons), rekcametunguaunasmHy (50mn) i cynedpaty amonito (100mr )



kun'atunu y konbi 3i 3BOpoTHUM xonoaunbHukoM npu 135°C npotarom 6 rognH. PO3YVMHHVK BUMOANUIM B yMOBax
BaKyyMmy, @ OTPMMaHU 3anuLLIoK ABiYi BUMAPUIM pa3oM 3 Cyxvm TonyosnioM (2x50mn) 3 MeTow BUAANIEHHS OCTaHHIX
cnigis rekcametunguennasvHy. OTpumaHy TakuMm crnocoboM TBepAy PeyOBUMHY BUCYLLIYBanu B yMOBax BaKyymy
npotarom 6 roguH. [do po3uuHy 2,4-6ic(TpumeTtuncuninokcn)-6-metummipumignHy (20,0Mmorb) B cyxomy
aueTtoHiTpuni  (100mn) popam  1-O-auemun-2,3,5-1pu-0O-6eH3oin-L-pubodpyparosy (10,12r, 20mmonb) i
TpumeTtuncunintpudnat (5,78r, 26,0mmornb). PeakuiiHy cymilw nepemiluyBanu B yMOBaX aproHy npu KiMHaTHIN
TemnepaTypi npoTtarom 16 roauH. PeakuiiHy Cymill KOHUEHTpyBanuM Yy BaKyyMi, a 3arMLOK PO3YUNHUNM Y
anxnopomeTtaHi (200mn). OpraHiyHwi Wwap npoMum HacuyeHum GikapboHaTom HaTpito (200mMn) Ta consiHum
po3unHoM (100Mn), BMCYWMNM HaA CynbGaTOM HaTpilo i CKOHUEHTpyBanu, i oTpumarm Oiny niHy. BHacnigok
HACTYMHOrO BWAINEHHA CUMPOro NPOAYKTY WnaxoMm dmew xpomartorpadii Ha cunikareni 3 BUKOPUCTAHHAM
CH:Clo—>EtOAC sik entoeHTy, i oTpumManu fea npoaykTv. Buxia apyroi dpakuii ctaHoeus 4,50r (42%). 'H AMP
(CDCl3) & 2,28 (s, 3H, CH3), 4,654,81 (m, 3H, C4H i CsH), 5,60 (m, 1H, C3H), 5,72 (s, 1H), 6,11 (m, 1H), 7,24-8,06
(m, 16H, PhH) i 9,40 (br s, 1H, NH). Nepwa dpakuis (4,20r) He Bignosigana HeobXiaHin cronyui 3rigHo 3 H amP.

Mpwvknag 24

1-B-L-pnbodpyparHosnn-6-vetunypaumn (41)

Po3umH 40 (4,50r, 7,86MMOSb) PO3YMHUIM Yy HACUYEHOMY MeTaHOMoBOoMY amiaky (60mn). PeakuiviHy cymiw
HarpiBanu npu 100°C npotarom 17 roguH B cTanesin 6ombi. PeakuiHy nocyauHy oxonoawnu A0 KiMHaTHOi
TeMnepaTypu, CKOHLUEHTpYBanu i oTpMManu macrno. 3anuwoK gani ouicTunu wnaxom dnew xpomaTtorpadii Ha
KOMNOHUi 3 cunikareneMm 3 BUKOPUCTaHHSAM AMXIIopoMeTaHy i meTaHony (9:1) gk entoeHTiB. YucTi dpakuii 3ibpann,
BUNapwum i otpumanu 6iny 1Bepay peyoBuHy. BHacnigok il HacTynHOT nepekpucTanisadii 3 2-nponaHony oTpumanm
1,98r (94%) unctoro 41: T.nn. 175-177°C; HamP (Me2SO-de) 82,24 (s, 3H, CHs), 3,42-3,57 (m, 2H, CsH), 3,68 (m,
1H, C4H), 4,0 (mT, 1H, C3H), 4,53 (m, 1H, C2H), 4,68, 4,94, 5,22 (m, 3H, 3 OH, D20 B3aemo3amiHHui), 5,43 (d, 1H,
C+H, Jr2=3,85I"y), 5,56 (s, 1H, CsH) i 11,25 (s, 1H, NH) . EnemeHTHMi aHanis: O1oH 14N206 (258,23): C, 46,51; H,
5,46; N, 10,85. 3HangeHo C, 46,66; H, 5,26; N, 10,66.

Mpuvknag 25

1-(2',3",5"-Tpn-0-6eH3oin-B-L-pubodypaHosun)-5-asaumtmanH (42)

5-AzaumTtosmH (1,12r, 10,0Mmornb) cycneHayBanu y cymiwi rekcametunguennasany (50mn) i cynbdaty aMoHito
(100mr). PeakuiiHy cymiw knn'atunu y konbi 3i 3BOpoTHMM xonoaunsHukom npu 135°C npoTtsarom 6 roguH. MoTtim
PO3YMHHUKN BUAANUAM B yMOBAX BaKyyMy i OTPMMaHUA Takum COCOBOM 3anuLoK ABiYi BUNAPWUMM pasoM i3 Cyxum
Tonyonom (2x50mMn) 3 mMeTO BUAANEHHA OCTaHHIX ChigiB rekcameTunaucvinasmHy. OTpumMaHy TakMm cnocobom
TBEPAY PEYOBUHY BUCYLIYBanNM B yMOBax BakyyMmy npotaroMm 6 roauH. Y po3unH 2,4-N,6ic(tpumeTmncunin)-5-
aszaummanH (10,0mmorb) B cyxomy 1,2-guxnopoetani (150mn) popanm  1-O-auetn-2,3,5-tpun-O-6eH3oin3-L-
pubodypaHosy (5,06r, 10mmornb) Ta TeTpaxmopug orosa (1,68mn, 14,16mmornb) npu 10°C. PeakuiiHy cymiw
nepemiwyBann B aTtMmocdepi aproHy npu 10°C npotarom 2 rogamH. PeakuinHy cymilwl nepesipuny LWASIXOM
TOHKOLLapoBoi xpoMaTtorpadii 3 BMKOPUCTAaHHAM rekcaHy Ta eTtunauetaty (7:3). ToHkowapoBa xpomaTorpadis
BKa3yBana Ha Te, WO BMXiAHUMI MaTepian 3amMwabcs. PeakujiHy cymiw po3senu B guxnopomeTaHi (250mn).
OpraHiyHun wap nNpoMunm HacuyeHum OikapboHaTom HaTpito (200mn) Ta congHuMm posvmHom (100mn), BUCYLIMAM
Hag cynbdaToOM HaTpilo i CKOHUEHTpYBanu, AOKW He OTpMManu 3anuiioK. 3anuiiok POo3YMHUIM Yy Tomnyoni i
BiAdiNnbTpyBanu Kpisb GPOYHMINEpPUT 3 METO BUAANEHHS 5-a3aumMTO3uHY, AKUIA He B3AB ydacTi y peakuii. PinbTpat
BUNapWIM A0 CyXOcCTi i 3anuwok (5,20r) po3unHunu y eTaHoni i 3HOB BiAdinbTpyBanu kpisb OpoyHMineput. Cnonyky i3
Ha3BOI0 Y 3arofoBKy KpucTanidyBanu i3 dinbTpaTy y BUMmsAgi ronyactmx kpuctanie. Buxig ctaHosuB: 4,451 (81%): T.
nn. 186-187°C; 'H AMP (CDCls) & 4,62-4,66 (m, 3H, C4H i CsH), 6,01 (m, 3H, C+H, C2H i C3H), 7,26-8,06 (m, 17H,
NH2i PhH)i 8,48 (s, 1H, CeH).

Mpuknag 26

4-7AmiHo-1-B-L-pubodpypaHosuntpuasmH2 (1H)-on (5-asaumtmavH, 43) Cnonyky 42 (4,0r, 7,19mmornb)
po3yuHunu y abconoTHoMy meTtaHoni (60mn), Harpinu Ao kuniHHg i 06pobumm 0,5M meTokcmaom HaTtpito (20mn,
10,0Mmornb). BuxigHuii MaTepian WBNAKO PO3YMHWUIN, | Y PO3YMHI 0apasy BUAINMBCS NPOAYKT Y BUrnaAi ocagy. Cymiw
yTpUMyBanu npoTarom 4 roguH Npv KiMHaTHIN TemnepaTypi i NPOTAroMm Houi y xonoaunbHuky. Kpuctanu 3ibpanu,
npoMunu nMbogaHuM MeTaHornoM (10mn) i BUCYlUIMnM B yMOBaXx 3HVMXKEHOTO TUCKY NpW KiMHaTHIA TemnepaTypi. Buxig
1,50r (86%). 3pa3ok AN aHani3y oTpUMarK LNsSXoM nepekpuctaniaalii is Bogu-aueTony (1:1): T. nn. 220-222°C; 'H
AMP (D20) 6 3,78-3,97 (m, 2H, CsH), 4,13 (m, 1H, C4H), 4,20 (m, 1H, C3H), 4,33 (m, 1H, C2H), 6,31 (d, 1H, C+H,
Jr2=2,5Tu)i8,24 (s, 1H, CeH). EnemerntHnin aHania: CgH12N4Os (244,20): C, 39,35; H, 4,95; N, 22,94. 3HarigeHo C,
34,09; H, 4,28; N, 22,98.

Mpwknap 27

1-(2', 3', 5-Tpu-O-6eH30in-B-L-pnbodyparHosunn)-6-asaypnamH (44)

6-Azaypauun (1,36r, 12,0Mmorb) cycneHayBanu y cyMilli rekcameTtungmcunasuy (50mn) Ta cynbgaTy amoHito
(50mr). PeakuiiHy cymiw kmn'atunu y konbi 3i 3BopoTHUM xonogunbHukom npu 135°C npotarom 6 roguH. MNotim
PO3YMHHUKM BMAANMIM B YMOBaX BaKyymy i OTPUMaHW 3anuiloK BuUNapunu ABidi pa3oM i3 CyxuMm TOMyosiom
(2x50mn), ons Toro Wo6 BMAANMTM OCTaHHI cNign rekcaMmeTunanucunasmHy. Teepay peyoBMHY BUCYLLYBANM B yMOBaX
BaKyyMy MpoTAroM 6 roAvH i BYKOpPWCTOBYBanM Yy HACTYMHOMY eTani CMHTe3y 6e3 modanbLluoro JOCHiDKeHHs. Y
po3unH 2,4-Gic(tpumetnncunin)-6-azaypuauny (12,0mmonb) y cyxomy 1,2-guxnopoetadi (60mn) gogarm 1-O-
aueTun-2,3,5-1pu-0O-6eH3oin-L-pnbodypaHosy (5,06r, 10mmorns) i TeTpaxnopua onosa (1,68mn, 14,16Mmornb) npu
10°C. PeakuinHy cymill nepemillyBanu B yMOBax aproHoBoi atMocdepu npu KiMHaTHIA TemnepaTtypi npoTtarom 6
roguH. Peakuito nepeBipynm WNSAXOM TOHKOLLIAPOBOi XpomMaTorpadii 3 BUKOPUCTaHHAM rekcaHy Ta eTunaueTaTty (7:3).
ToHkoLapoBa xpomaTorpadisi BkadyBasna Ha Te, LLO HiSIkoro BUXiAHOro maTtepiany He 3anuwmnocs. PeakuinHy cymi
po3Benu auxnopomeTaHoM (250mn). OpraHiyHMI Wap NpoMWM XONOAHUM HacudeHuMm OGikapboHaTom HaTpito
(150mn) i consiHum po3unHom (100mn), BUCYLLMNN Haf, CynbgaTom HaTpito i KOHUEHTpYBanu, AOKU He oTpumanu Giny
niHy. 3anuwok po3unHunu y guxnopomeTaHi (100mn) i BigginbTpyBanu kpise OpoyHMinepuT gns Toro, wob
BUOANNTU 6-azaypauun, AKMN He NPUAHAB ydacTi y peakuii. PinbTpaT Bunapunm o 3anuwiky (4,50r), po3ymHumm y



MiHiManeHomMy 00'eMi eTaHomny i 3HOB BiAdINbTpyBanu Kpisb OGpoyHMineput. Cnonyky, BKa3aHy Yy 3aroioBKy,
KpucTtanidyBanu i3 inbTpaTy y BUMmaai rondactmx kpuctanie. Buxig ctanosuB 4,501 (79%) unctoro 44: T. nn. 193-
195°C; 'H AMP (Me2SO-ds) & 4,47-4,67 (m, 3H, CsH), 4,71 (m, 1H, C4H), 5,85 (m, 1H, CsH), 5,93 (m, 1H, C2H),
6,38 (d, 1H, J12=2,56T"u, C1H), 7,26-8,06 (m, 16H, CsH i PhH;i 12,32 (s, 1H, NH).

Mpuknag 28

1-B-L-pnbodpypaHosnn-6-azaypauun(6-AzaypuauH 45)

Cnonyky 44 (4,5r, 7,95Mmonb) po3umHnnn y abCconoTHOMY MEeTaHONoBOMY aMiaky (60mn) i posTawyBanu y
ctanesin 6om6i. ix HarpiBanu npu 100°C npoTarom 16 roguH. oTiM peakuiHy NocyauMHy oXonoxyBanu Ao
KiMHaTHOT TeMnepaTypu, @ PO3YMHHMK BUAANUIM B yMOBax Bakyymy. OTpMMaHMiA 3anunLLOK pO3TEPSN Y NOPOLLOK 3
rapsymuMm ToryornoM (2x50mn). 3armwok po3wHunu y 95% eTaHoni i 3anMwumnu nNpyu KiMHaTHIA TemnepaTypi.
Kpuctanu tBepaoi pevoBuMHM GINoro Konbopy, siki Mu oTpumanu, sibpamm wnaxoMm inbTPpyBaHHSA | BACYLIMAW Y
BakyyMi. Buxig ctaHosuB 1,75r (89%): T. nn. 151-153°C; HamP (Me2SO-de) 63,30-3,47 (m, 2H, CsH), 3,73 (m, 1H,
CsH), 3,92 (m, 1H, C3H), 4,17 (m, 1H, C2H), 4,62, 4,98, 5,22 (3br s, 3H, 3 OH, D20 B3aemo3aminHui), 5,82 (d, 1H,
CtH, Jr2=3,85Tu), 7,48 (s, 1H, CsH) i 11,20 (brs, 1H, NH) . EnemenTHun aHani3: CsH11N306 (245,19): C, 39,19; H,
4,52; N, 17,14. 3nangero C, 38,81; H,4,58; N, 17,04.

Mpuknag 29

Hietun imigazon-4,5-gukapbokcunar (46)

Imigason-4,5-gukap6oHoBy kucnoTy (7,55r, 50,0MMonb) po3unHMnM y abCcontoTHOMY eTunoBomMy cnupTi (120mn).
Po3unH oxonogunm y neofasHiin 6axi go 0°C i 6apbotyBanu cyxun ras HCl npotarom 1 rogmHu. lMoTiMm peakuinHy
CYMiLL KUN'ATUNK y Konbi 3i 3BOPOTHUM XOnoAurbHMKOM npy 80°C NpoTarom 7 rogvH, nif Yac skux BATPaTUBCH yBECh
BUXiAHMIA MaTepian. PO3YMHHVMK BUAANWM | OTPUMAHMWA 3anULIOK PO3YMHMIM Yy auxriopometadi (200mn), a
opraHiyHMi Wwap HewTtpanisyBanu TtpuetunamiHom. OpraHiyHui wap npomunu xonogHow Bogot (100 mn) Ta
CONSAHMM po34uHom (50mn), Bucywmnu Hag 6e3BogHMM CynbdaToM HaTPilo, CKOHLEHTPYBanM y Bakyymi i otpumanmu
5,50r (52%) Ginoi TBepaoi pevoBuHu: T. nn. 175-177°C; H AMP (CDCl3) 6 1,40 (t, 3H) , 4,41 (m, 2H), 7,84 (1H,
CoH)i 11,55 (brs,1H,NH).

Mpuknag 30

Hietun 1- (2', 3',5-1pn-O-6eH30in-B-L -pubodypaHosun) imigason-4, 5-gukapdokcmnat (47)

Cymiw giewwn imipason-4,5-aukapbokcunart (2,65r, 12,50MMorb) Ta cynbdaty aMmoHito (50Mr) HarpiBanu y konGi
3i 3BOpPOTHMM XonoaurbHukoM 135°C npoTtarom 6 roauMH 3 rekcametungucunasmHom (50mn). PeakuiiHy cymiw
BUNapumM OO CyxOCTi, a 3anuLWOoK ABidi BUNapuny pa3oM 3 Cyxym Tonyoriom (2x50mn) 3 MeTol BUAANEHHA OCTaHHIX
cnigis rekcametungucunasuny. OTpuMaHy TBepAYy PeYOBUHY BUCYLUIMBanM Yy BakKyymi NpoTaroM 6 roguH i
BMKOPWCTanu Ha HacTynHoMy eTani 6e3 nogarnbLIoro AOChiHKEHHS. Y po34nH BULLEe3ragaHoro 3anuwky (12,5mmorns)
B 1,2-guxnopoetaHi (60mn) pgomanu 1-O-auetmn-2,3,5-1pn-0O-6eH3oin-L-pubodypanosy (5,06r, 10mMmMornb) Ta
TeTpaxnopug onosa (1,68mn, 14,16mmonek) npn 10°C. PeakuiHy cymiw nepemiwyBanu B atMocdepi aproHy npwm
KiMHaTHIN TemnepaTypi npotarom 6 rogwH. Peakuito nepesipunM LWNAXOM TOHKOLWApPOBOi Xxpomartorpadii 3
BUKOPUCTaHHSM rekcaHy Ta etunaueTaTy (7:3). ToHkowapoBa xpomatorpadis BKasyBana Ha Te, WO HigKoro
BMXIAHOrO MaTepiany He 3sanuumnocs. PeakuiiHy cymiw po3senu guxnopomeTaHom (200mn). OpraHiyHui wap
NPOMUMM XONOAHUM HacuyeHum bGikapboHatom HaTpito (200Mn) i congHum posdunHom (100mn), Bucywmnun Hapg
CynbaToOM HaTpito, CKOHLEHTpyBanu i oTpumarm 6iny niHy. 3anuwok po3unHunu y guxmnopometadi (100mn) i
BiAiNbTPYBanu kpisb OPOYHMiNepuT Ansa Toro, Wwob BuaanuMt coni onosy. lMicnsa BunaptoBaHHSA y BakyyMi 3armLLIOK
(4,70r) po3unHurm y etaHoni i BiagdiNbTpyBanu 3HOB Kpisb GpoyHMineput. Cnonyky 3 HasBow Yy 3aronoBky 47
KpucTtanidyBanu i3 cinbTpaTy i OTpMManu ronyacti Kpuctanu.

Buxia ctaHoBuB 4,701 (72%): T. nn. 134-136°C; "H AMP (CDCl3) & 1,28 (t, 3H, CHa), 1,37 (t, 3H, CHs), 4,28-4,40
(m, 4H, 2 CH>), 4,654,88 (m, 3H, C+4H i CsH), 5,85 (m, 2H, C2H i C3H) , 6,68 (d, 1H, C1H, J+2=3,90ry) i 7,26-8,08
(m, 16H, C2H i PhH).

Mpuknag 31

1-B-L-pubodpypaHosuniminazon-4,5-amkapbokcamia (48)

Cnonyky 47 (4,0r, 6,09MMorb) po3unHUIIM y abCconoTHOMY MeTaHONoBOMY amiaky (60mn) i HarpiBanu npu 100°C
npotarom 16 rogwH B ctanesin 6omb6i. [oTiM peakuiiHy Cymill oxonoavMnu Ao KiMHaTHOI TemnepaTypu. [NpogykT
KpucTtanidyBanu 3 metaHony. [NpoaykT ocagy BMaanunu WnsaxoM inbTpyBaHHA, a dinbTpaT KOHUEHTpyBanu gani i
oTpuManu apyruin Buxig npoaykty. KomGiHOBaHUI NpoayKT nepekpucTanisyBanu wWe pas i3 MeTaHosny i oTpumManu
1,68r (100%) 6inoi TBepaoi pedoBuHu: T. nn. 224-226°C; H amP (Me2S0O-ds) 6 3,53-3,75 (m, 2H, CsH) , 3,84 (m,
1H, C4H), 3,96 (m, 2H, C2H i C3H), 4,97, 5,16, 5,36 (3br s, 3H, 3 OH, D20 B3aemo3amiHHui), 6,49 (d, 1H, C+ H,
Jr2=2,1Ty), 7,60 (s, 1H, CONH), 7,88 (s, 1H, CONH2), 7,99 (s, 1H, CONH2) , 8,48 (s, 1H, C2H) i 10,59 (s, 1H,
CONHy). EnemeHTHUI aHani3: C1oH1N4Os (286,24): C, 41,96; H, 4,93; N, 19,57. 3vangeHo C, 41,89; H, 5,05; N,
19,41.

Mpwknag 32

Emn 1-(2', 3', 5' -Tpn-O-6eH30in-B-L-pnbodyparHosmn)-3-rigpokcu-1,2-nipazon-4-«kapbokcunat (49)

Cymiw emn 3-rigpokcu-1,2-nipason-4-kapbokeunaty (1,95r, 12,50mMmorb) Ta cynbdpaty amorito (50mr) y
rekcameTtungucunasuni (50mn) Harpiamm y konbi 3i 3BOPOTHUM XONOAUNBHMKOM MpPOTAroM 6 roguH. PeakuiniHy
CyMilL BUNApunu OO CyXOCTi i OTPMMaHUA 3amuLIOK ABidi BUNapunm pasom 3 CyxuMm Tonyonom (2x50mn) 3 meToto
BUAANeHHa OCTaHHiX cnigiB rekcameTungncunasuiy. OTpMMaHy TBepay PeYOBUHY BUCYLLYBaNM y Bakyymi NpOTArom
6 roavH i BMKOpPMCTOBYBanM AN HACTYMHOI peakuii. Y po3usMH BULLE3ragaHoro TPUMETWSICWIINOBOrO MOXiAHOIO
(12,5mMmornb) y cyxomy 1,2-gnxnopoetani (60mn) gogamm 1-O-auetun 2,3,5-1pu-O-6eH30in-L-pubodypaHoasy (5,06r,
10mmons) Ta TeTpaxnopug onosa (1,68mn, 14,16mmornb) npu 10°C. PeakuinHy cymilw nepemiwyBanv B aTMocdepi
aproHy npu kiMHaTHI TemnepaTtypi npoTtarom 6 roauvH. PeakuiinHy cymiw possenu gmxrnopomeTtaHom (200mn).
OpraHiyHun wap npomunun HacmyeHum BGikapboHaTom HaTpito (200mn), Bogoto (100mn) i consHum po3yvmHom (100mn),
BUCYLLMNW HaA CyrbdaTOM HAaTPIito | KOHLEHTPYBanNu, 4OKU HE OTpMManu niHy. 3anvLwok pO3YNHUIM Yy AN XITOPOMETaHi
(70mn) i BiadhinbTpyBanu kpisb GpPOYHMINEPUT 3 METOK BUAANEHHS conen onosa. CuUpUin NPoAyKT OUACTUIN LLUMSIXOM



cnew xpomaTtorpadii 3a 4JONOMOroK KOMOHKN 3 cunikarenem 3 BukopuctaHHam CH2Clo—EtOAc ak entoeHTiB. YncTi
dpakuii 3ibpanu, Bunapunu ix, BHacnigok 4oro otpumarm 3,50r (57%) 6inoi niHu: H amP (CDClz) & 51,36 (t, 3H,
CHs), 4,30 (m, 2H, CH3), 4,52-4,82 (m, 3H, C4H i Cs-H), 6,08-6,32 (m, 3H, C+H, C2H i C3H) i 7,26-8,08 (m, 16H, CsH
i PhH).

Mpuknag 33

1-B-L-pubodpypaHosnn-3-rigpokcu-1,2-nipason-4-«kapbokcamig (50)

Po3unH 49 (3,50r, 5,71MMonnb) y HacnyeHomy MeTaHosloBOMY aMiaky (60mn) Harpisanu npu 100°C npoTtarom 16
roAuMH B ctanesii 60MbGi. PeakuinHy cymiw oxonoavnu A0 KiMHaTHOI TemnepaTypy i CKOHUEHTpyBanu. 3anuiiok
po3TeprM y NOpoLLIOK 3 Tonyonom (2x50mn) ana BuaaneHHs 6eHsamigy. 3anuwok po3ymMHUNM y MiHiMansHoMy o6'emi
abconoTHOro MeTaHony Ta 3anuunuM Mpu KiMHaTHIA TemnepaTtypi Ha Hi4. OTpMMaHi TakuMm cnocobom Kpuctanum
BUAanNuUNun wnaxom inbTpyBaHHSA i iNbTpaT CKOHUEHTPYBanu garni, BHacnigok 4oro otpumanu Apyruin Buxig
npoaykTy. KomGiHOBaHWU NpOAyKT 3HOB NepekpucTanidyBan i3 eTaHony 4o TBepAoi pevoBUHMU, SIKY 3ibpamm LWnsxom
iNbTPyBaHHS, BACYUIMNM Y BaKyymi i oTpumanu 1,0r (68%): T. nn.

178-180°C; 'H AMP (Me2SO-ds) & 3,37-3,52 (m, 2H, CsH), 3,78 (m, 1H, CsH), 3,98 (m, 1H, CsH), 4,19 (m, 1H,
C2H), 4,81, 5,05, 5,34 (3br s, 3H, 3 OH, D20 B3aemosamiHnui), 5,38 (d, 1H, C+H, Jr2=4,2I"y), 6,98 (bs, 1H, CONHy>),
7,16 (bs, 1TH, CONH>), 8,08 (s, 1H, CsH) i 10,98 (bs, 1H, C30H) . EnemeHTHWn aHani3: CoH13N30g (259,22): C, 41,70;
H, 5,05; N, 16,21. 3nangero C, 41,52; H, 5,23; N, 16,40.

Mpwvknag 34

1-A3npgo-2,3-isonponiniguH-B-L-pnbocyparHosa (51)

Y po3uvH 2,3,5-1pu-O-6eH30in-1-a3ngo-B-L-pubodyparosn (9,0r, 18,48vmonb) B abconoTHOMY MeTaHon
(60mn) goganu 0,5M po3umH meTokcmay HaTpito (10,0mn, 5,0mMmornb ). PeakuinHy cymill nepemiluyBany npu KiMHaTHIN
TemnepaTypi npoTarom Houi. TOHKowapoBa xpomaTorpadis peakuii (rekcaH/eTnauetaTt; 7:3) BkasyBana Ha
3aBEpLUeHHS NepeTBOPeHHs BMXiQHOrO MaTepiany y Oinbli monspHy cnonyky. PeakuiviHy cymiw HenTpanidyBanu
cyxoto cmonot Dowex 50 H™ i cmony Buganunu wnsaxom inbTp yBaHHA. DinbTpaTt BUNapumm 40 CyXoCTi i pPO3YMHUK
y Bogi (50mn). BoggHwii wap exkctparyBanu guxnopomMeTtaHoM (2x100mn) 3 MeTow BuAaaneHHs metunbeHsoaTy, a
NnoTiM BOASAHWIA LWAp KOHUEHTpYBanu y BakyyMi. 3anuwok gani sucywysanu Hag ¢ocdopuCTUM MEHTAOKCUOOM i
BUKOPMCTOBYBaNM AnNs HACTYNHOroO eTany cMHTe3y 6e3 nogarnsLUoro A0CNIMKEHHS.

Buwesraganmin cupun npogykt (3,0r, 17,14mMmonb) cycneHayBanu y cyxoMy aueTtoHi (200mn) i obpobunu 1,1-
anmeTokcunponadom (50mn) i cmonoto Dowex 50 H' (5,0r) , aky 6yno BUCYWIEHO y Bakyymi. PeakuiiiHy cymiiu
nepemillyBanu npu KiMHaTHIN TemnepaTypi NPOTAromM 2 rogvH, BiadinbTpyBanu, a CMorny NpOMUIM CyxXM aLeTOHOM
(100mn). PinbTpaT BUNAPUNM OO0 CyXOCTi. 3anuLoK OYUCTUNM WnAXoM chnew xpomatorpadii Ha cunikaren 3
BukopuctaHHsim CH2Clo—EtOAc sik entoeHTy. Yucti dpakuii 3ibpanu, koHueHTpyBanu i oTpumanu 3,60r (97%)
NPoAayKTy y BUrMA4i macna: H amP (CDCl3) & 1,44 i 1,27 (2s, 6H, izonponinigeH CH3), 2,70 (br s, 1H, CsOH,
B3aemo3aMiHHui), 3,66 (m, 2H, CsH) , 4,34 (m, 1H, C4H), 4,46 (d, 1H, C3H), 4,72 (d, 1H, C2H) i 5,50 (s, 1H, C+H).

Mpuknag 35

1-A3npo-2,3-O-izonponinignH-5-0-tpeT-6ytmngnmetmnceunnin-L-

pubodypaHosa (52)

Y posuvH 1-a3npo-2,3-O-izonponinignH-B-L-pubodypaHosn (4,20r, 20mmons) y cyxomy DMF (25mn) nopamm
imigason (2,38r, 35,0mmonb) i rpeT-Oytmunaumetuncunin  xmopug (4,50r, 30,0mmonb). PeakuditHy cymiw
nepemillyBanum nNpu KiMHaTHIA TemnepaTtypi B atmocdepi aproHy npoTaroMm Houi. ToHkowaposa XxpomaTtorpadis
peakuiiHoi cymiwi nicnsa 16 roguH BkasyBana Ha 3aBepLUeHHs NepeTBOpPEHHS BUXIOQHOrO MaTtepiany y MNpOAYKTi.
PO3uMHHUK BMOanmMnM y Bakyymi, a 3arMLUOK PO3YMHMNM y auxnopomMeTaHi (200mn). OpraHiyHuMi wap npomunun
Bogoto (100mn), HacmyeHum 6GikapboHatom HaTpito (100mn) i consHumM posunHom (100mn), Bucywmnm Hapg
cynbaToM HaTpito i KOHUEHTPYBanu, AOKM He OTpMManu MacnsHUCTUA NPoAayKT. BHaAcnigok HaCTYMHOro OYMLLEHHS
wnsixom cnew xpoMmaTtorpadii Ha KONOHLI 3 cunikarenem 3 BUKOPUCTaHHSM rekcaHy/etunauetaty (9:1) oTpumanu
6,22r (94%) ConyKM 3 HA3BM 3aronoBKy y BUmMsiAi Macna: 'H AMP (CDCls) §0,07 (s, 6H), 0,9 (s, 9H), 1,27 i 1,47 (2s,
6H, isonponinigeH CH3), 3,66 (m, 2H, CsH), 4,34 (m, 1H, C+H), 4,46 (d, 1H, C3H), 4,72 (d, 1H, C2H) i 5,50 (s, 1H,
C+H).

Mpuvknag 36

1-AmiHo-2,3-O-i3onponinignH-5-O-TpeT-0yTnanmetuncunin-L-pmnbodypaHosa (53)

Cymiw 1-a3unpo-2,3-O-isonponinigunH-B-L-pnbodpyparosn (6,0r, 18mmore) i Pd/C (0,25r) B MeOH (50mn)
rigporeHidysanu npu 344, 7kMa (50 cyHTiB Ha KBagpaTHU AONM) HA Nap rigporeHisaTopi NpoTarom Houi. PeakuinHy
cymiw BiadinbTpyBanu, a katanisatop npoMunu meTtaHonom (20mn). Kom6iHoBaHWiA hinbTpaT BUNApUIM 4O CYXOCTi,
Bucywmnu Hag P20s y Bakyymi nNpoTArom HOY i BMKOpPUCTOBYBaNM AN HacTynHoi peakuii 6e3 mopamnbLlioro
pocnimkenHs. Buxig ctaHosue 5,0r (90%).

Mpwknap 37

ETtun 5-amiHo-(2',3'-O-i3onponinignH-5-O-TpeT-6yTunammeTuncunin-f-L-pubodypaHoaun) imigazon-4-
kapbokcunart (54)

Y nepemiwanun po3umH 53 (5,0r, 16,44mmornb) B cyxomy CH2Cl> (60mn) gopasanu po3umH etun N-uiaHo-N-
(eTokcukap6oHinmeTun)gopmimigaty (4,0r, 22,18Mmmons; Robinson, D. H., et al, J. Chem Soc, Perkin 1, 1715-1717,
1972) npoTsrom 15 xBunuH. PeakuiviHy cymill nepemillyBanu npu KiMHaTHIA NPOTArOM HOYi B atmocdepi aproHy.
PeakuirHy cymiw possenu CH2Cly (100mn), a opraHiyHui wap npoMunu HacndeHum NaHCOs (100mn), Bogoto
(50mn) Ta congHumM po3ymHom (50mr). OpraHiYHUI eKCTPaKT BUCYLLMIIN | CKOHLEHTpYBanu, BHacnigoK Yoro otpumanm
cvpuin npoaykT. Cupuin NpoOAyKT OYUCTMNM WnsaxoMm drew xpomaTtorpadiii Ha cunikareni 3 BUKOPUCTAHHSAM
CH2Cl2—>EtOAc sk emtoeHTy. YucTi dpakuii 3ibpanu, Bunapum i otpumanu 5,50r (76%) npoaykty y Burnsagi 6inoi
nikm: 'H SIMP (CDCl3) 6 0,28 (m, 6H), 1,1 (m, 9H), 1,55 (m, 9H), 4,00 (m, 2H, CsH, 4,53 (m, 3H), 5,0 (m, 1H) , 5,78
(m,1H),6,06 (d, 1H, C+H) i 7,44 (s, 1H. C2H).

Mpuknap 38

5-AmiHo-(2',3"-O-izonponinignH-5'-O-TpeT-6ytunanmetuncunin-p-L-pnbodypaHoaun)imigazon-4-kapbokcamig



55

( )F’03'~II/IH 54 (5,0r, 11,33umornb) B MeTaHonoBomy amiaky (60mn) HarpiBarm npu 100°C B cranesii 6omGi
npotarom 12 roguH. CtaneBy 6om0Oy oxonogunu, o6epexHo BiOKpUnKM i KOHUEHTpYBanu po3yuH. Cupuid NpoayKT
OUMCTUNN WNAXOM coriell xpoMaTorpadii Ha cunikareni 3 BukopuctanHam CHoClo—EtOAC sik entoeHTy. YuncTi dopakuii
3ibpanu, Bunapunu i otpumanu 4,0r (88%) npoadykTy y Burnagi 6inoi nikm.

Mpuknag 39

5-AmiHo- (2', 3'-O-izonponinignH-p-L-pnbocypaHo3un) imigason-4-kapbokcamig (56)

Y nepemiwyBaHnin po3uuH 55 (4,0r, 9,97mmonb) y anxnopomeTtaHi (50mn) poganu EtsN.3HF (50mmornb) npu
KiMHaTHIN TemnepaTypi. PeakuiiiHy cymill nepemillyBany NpoTAroM HOui i BUNMApUnu A0 CYXOCTi. 3anuMLIOK OYMCTUNN
wnsxom drnew xpomatorpadii Ha cunikareni 3 BukopuctaHHam CHoClo—>-*EtOAc gk enteHTy. YucTi dpakuii
3ibpanu, Bunapunu i otpumanu 2,10r (71%) npoaykTy y BurnAgi 6inoi niHu.

Mpwknag 40

5-AmiHo-1B-L-pnbodypaHoaunimigason-4-kapbokcamig (57)

Y peakuiiHy cymiw 56 (2,0r, 6,71mmonb) B gnxinopomeTtani (20mn) goganm 90% CF3COOH (20mn) npu 0°C.
PeakuiHy cymiw nepemiwysanu npu 0°C npotarom 1 roavMHu i BUNapunun Ao CyxocTi. 3anuLiok Bunapunmn pasom 3
cyxm meTaHorioMm (20mn). Llen npouec nosToptoBanu Tpuui 3 METOK BUAANEHHS ocTaHnHiX cnigis TFA. 3anuiwok
o6pobunm NH4OH (10mn) i Bunapmnmm [o cyxocTi. 3anuwoK Bunapunu cyxMuMm etaHorom (3x20mn). 3anuiiok
KpucTanidyBanu 3 etaHonyi otpumanu 1,5r (87%) 4nctoro npoaykTy.

Mpwknag 41

Metun 1-B-L-(2',3‘,5'-Tp|/|-O-6eH30'|'n)pM6ocbypaHosmn-2-0Kco-A4-iM inasoniH-4-«apbokcunart (59)

Cymiw meTun 2-0KCO-A4-iMi,EI,a3OJ'IVIH-4-Kap60KCI/IJ'IaTy 58 (542wmr, 3,82mMmonb), rekcameTunamcunasay (HMDS,
28mn) i (NH4)2SO4 (75mr, 0,56Mmornb) HarpiBanmu y konbGi 3i 3BOPOTHUM XOMOAWUISIbHUMKOM. [1po30opuin po3ynH
yTBOpMBCA Yepe3 40 xBUMMH, a peakuito B yMmoBax Ae drermadii npogoekysanu we npotarom 3,5 roguH. HagmipHy
Kinbkicte HMDS Bunapunu, a npoaykT y BUMsSAi KOPpUYHEBOro Macna gani BUCyLLyBanu B ymoBax Bakyymy NpoTsaromM
1 roguHu. PosunH 1-O-auetmn-2,3,5-O-Tpu-6eH3oin-LpnbodypaHoan (1,93r, 3,82mumorb) y 6Ge3BogHoMy
anxrnopomeTaHi (28mn) goganu y BaLLe3ragaHy CUIinoBY OCHOBY NMpu KiMHATHIA TemnepaTypi, Micns Yoro Kpanmsmu
pogann SnCls (1,39r, 0,63mn, 5,35mmonb). lNicna gopaBaHHS peakuiiHy Cymill HacTowoBanuM Npu KiMHaTHIN
TemnepaTypi NpoTArom Houi (~17 roguH). PeakuiHy cymil dinbTpyBanu kpi3b LWap cunikarento, skuin 6yno npoMuTo
EtOAc. PosunH EtOAc npomurm HacuuveHum NaHCOs, BiadinbTpysanu, AOBiYi NPOMUAM COMAHUM PO3YMHOM.
OpraHiyHy dasy suginunu, sucywmnm Hag Na2SOs, KOHLEeHTpYBanu i o4McT1nn 3a Jonomoroto et xpomartorpadii
Ha cunikareni 3 BukopucTaHHaMm 8 6% CHoCly, 14% EtOAc, BHacnigok 4oro otpumanu 797mr (36%) npoaykTy y
BUrNaAi BiabineHoi TBepAol pe4oBUHN: H AMP (Me2S0O-de) 6 3,70 (s, 3H), 4,60 (dd, 1H, J12=12,7, 6,6l'4,), 4,70 (M,
2H), 5,93 (dd, 1H), 5,98 (d, 1H), 6,05 (dd, 1H), 7,46 (m, 6H), 7,63 (m, 3H), 7,71 (s, 1H), 7,91 (m,6H) i 11,15 (s, 1H).

Mpwknag 42

1-B-L-pl/l60bepaHO3I/IJ'I—2-OKCO-A4-iMi,D,830J'IVIH-4-Kap6OKCaMi,El, (60) Cnonyky 59 (1,26r, 2,15MMOrnb) poO34MHUIM B
MeTaHONoBoMY aMiaky (45mn, nonepeaHLo HacnveHomy NH3 npu 0°C). Po3unH repmeTnsyBanu y cranesinn 6ombi i
HarpiBanu npu 95°C npotarom 15 roguH. PeakuilHy cymiw oxonoawnu Ao KiMHaTHOI TemnepaTypu, PO3YMHHUK
Bunapwumm, 3ammwok npomumm Tpudi CHCI3 3 meTolo BuganeHHa OeHsamigy, Sk YyTBOPUBCS Mig Yac peakuii. Y
3anuwok notim goganu MeOH (15mn) i HarpiBanu y konbi 3i 3BopoTHUM XxonoaunsHukoMm. CHCI3 nosinbHO gogamm y
nNpo3opuin po3vnMH B ymMoBax Aedpnermadii, JOKM He 3'aBMBCA cnig ocagy. apsyy cymiw weMako BigdinbTpyBanu
LUMAXOM BCMOKTYBaHHS, @ pPO34nH hinbTpaTy BUNapunu Ao CyxocCTi i oTpUManu cBiTno-kopuyHese macno. Macno
npocownu 6e3sogHum CH3CN, BHacnigok 4oro oTpumanu NpoAYyKT y BUIMSAi CBITIOKOPMYHEBOI TBEPAOT PEYOBUHM.
Buxia 322mr (58%); T. nn. 174-178°C. 'H AMP (Me2SO-de) 6 3,48 (m, 2H), 3,77 (m, 1H), 3,94 (m, 1H), 4,05 (m, 1H),
4,90 (m, 1H), 5,08 (d, 1H), 5,30 (d, 1H), 5,36 (d, 1H), 7,30 (s, 1H), 7,31 (br s, 2H) i 10,47 (brs, 1H).

Mpuknag 43

2,3,5-Tpn-0O-6eH3oin-p-L-pnbodypaHosunn-1-«kap6oHitpun (61)

Y nepewmiwaHy cymiw 1-O-auetnn-2,3,5-tpu-0O-6eH30in-B-L -pnbocypaHosn (aky sucyweHo npu 60°C, 1mm, 12
rognHax; 12,6r, 24,9Mmornb) B CyxoMy AuXnopoMeTaHi (skui Byno BucyweHo Hag cynbdaTomM MarHito i HakonuyeHo
Ha MonekynsipHux cutax, 125mn) npu 0-2°C popgamm TpumeTuncunin uiavig (skum Oyno BucCylleHO Hag
MOJEKYNAPHUMM cuTaMu, 24 roamHn; 4,70mn, 37,50MMorb) B yMmOBax aproHoBoi atMocdepu. Y Lo peakuiiHy cymill
noTiM MOBIMbHO JOAanNu XNopua, SKUA MICTUB 4YoTupuBaneHTHe onoeo (1,0mn, 8,67Mmorb), AOKM TemnepaTypa
peakuii ctaHoBuna 0-2°C. OTpumaHy cymill nepemiwysanu i ytpumysanu npu -5-0°C npotarom gogatkosux 1,5
roguHun. licna 2 roguMH peakuiiHy Cymill MOBIMbHO AofdaBarm y xonogHwuin nepemiwysaHun (5°C) 10% posuvH
rigpokenay Hatpito (1,5n) npotarom 30 xeunuH. MMig Yyac gogaBaHHA Temnepatypa cymiwi ctaHoBuna 5-8°C. Lapwu
BUAINWUNW, @ OpraHivyHWi Wwap npomusanu sogoto (3x500Mn), AOKM BiH HE CTaB HENTPanbHUM, NOTIM MOrO BAUCYLLMNN
Hag 6e3BogHMM cynbdatom MarHito. OpraHiyHWA  eKCTpakT inbTpyBanu | CylWWMNbHWA areHT npoMunn
anxnopomeTtaHom (3x50mn). inbTpaT i NPoMUBanbHY piavHy 3'eqHany i po3ynH koHueHTpyBanm (<30°C, 20mm) go
MeHworo o6'emy, a po3ymH, WO 3anuwmBecs, BiAdINbTPYBanu Kpisb wap GpoyHMinepuTy. MNMoganblie OYMLLEHHS
3[ifcHIoBamM 3a [OMOMOroH TOHKOLLAPOBOI KOJOHKM 3 curikarenemM 3 BUKOPUCTaHHSM OMXIOPMETaHy siK ertoeHTy.
Po3unhu guxnopmetaHy o6'egHanu i Bunapunm (<30°C, 20mm), BHacnigok Yoro otpumanu 6iny niHy. Cupuii npoaykT
ouncTUNU LWNAxom donetl xpomatorpadii Ha KOMOHLi 3 cinikarenem 3 BUKOPUCTAHHAM AUXTOPOMETaHY SK €MHEHTY.
YUucTi dopakuii 3'egHanm i Bunapunu, BHacnigok Yoro otpumanu cupon. Cupon amiwanu 3 cyxum etaHonom (100 mn) i
cymiw Harpisanu (MpnbmmaHo 60°C) ons oTpUMaHHSA rOMOTeHHOro po34nHy. BHACNiAOK OXONOMKEHHS LIbOr0 PO3YMHY
0O KiMHaTHOI TemnepaTtypu oTpumanu 6immi kpuctanivyHwi npoaykt. KpucraniyHy pevoBuHy BiadinbTpyBanm i
NPOMWIY XONOAHUM €TaHomoMm, Bucylmnu Hag P20s i otpumanu 7,471 (63%) 61: T. nn. 55-57°C; 'H AaMP (CDCl3)
4,61 (m, 1H, C4H), 4,78 (m, 2H, CsH), 5,00 (d, 1H, C+H), 5,88 (t, 1H, CzH), 6,05 (m, 1H, C2H), 7,45 -8,07 (m, 15H,
PhH).

Mpuvknag 44

2,3,5-Tpn-0O-6eH3oin-p-L(+)-pubodyparHosun anotioamia (62)



Y cycneHsito L-yiaHouykpy 61 (6,10r, 12,95Mmornb) y cyxomy eTtaHoni (105mn) nogasarm HoS npotarom 10
XBUIWH. Y Uel po3uunH noTtim goganu N,N-oumetunamiHonipngvd (DMAP, 158wmr, 1,3mmoneb). PeakLjio nigaepkysanm
npun 15-20°C i peakuiiHy cymiw HacuyyBann H2S npotarom 2,5 roguH. (Mpumitka: BuxigHui matepian, skun 6y
CycrneH3sieto, po3unHuBesa nig vac peakui). Yepes 2,5 rognHn G6apboTyBaHHa H2S npunuHunu, peakuiiHy cymiw
3aunHnnu npobkow i 360BTyBanmM Npu KiMHaTHIM TemnepaTypi NpoOTAroM Hodi. Peakuilo nepesipunu LWAsxom
TOHKOLWIAPOBOT XxpomaTorpadii HacTynHoro panky (rekcan/EtOAc; 7:3). ToHKowapoBa xpomaTtorpadisi BkasdyBana Ha
3aBepLUEHHS NepeTBOPEHHS BUXiAHOIO MaTepiany y anoTioamig. PeakuiiHy cymill oxonompKyBanu Ha NboasHii HaHi,
a aproH Gap6oTyBanu kpisb L0 CyMmilw npoTsarom 1 rogvMHM 3 MeTol BuAANEeHHs HagMipHoi kinbkocTi H2S. lMoTim
peakuiiHy CyMmill KOHUEHTpYyBanu Ha o0epTKOBOMY BUNapHuKy i oTpumarm 6,20r (95%) maTtepiany y Burmsagi niHu: H
AMP (CDCl3) 6 4,78 (m, 3H, C4H i CsH), 5,12 (d, 1H, C+H), 5,72 (t, 1H, C3H), 5,98 (m, 1H, C2H), 7,45-8,12 (m, 15H,
PhH)i8,50 (brs, 2H, NH>).

Mpuknag 45

Etun 2-(2',3',5"-1pu-0-6eH30in-p-I(+)-pnbodypaHosnn)tiazon-4-kapbokcunat (63)

Y nepemiwaHny cycrneHsito anotioamigy 62 (5,05r, 10mmornb) B cyxomy 1,2-aumeTtokcmneTadi (DME, 100mn) npu
0°C popanu 6e3sogHuii NaHCO3 (8,4r, 100mMMorb). Y Lo cycneHsito B ymOoBax aproHy gogasanv etunbpomonipysat
(3,75mn, 30Mmorb) kpannsmu npotarom 10 xBunuH. PeakuiiHy cymiw nepemiwysanu npu 0°C npoTtarom 5 roavH B
ymoBax aproHy. Peakuito aHanisyBanm WNAxXoM TOHKOLWApPOBOi xpomaTorpadii (rekcaH/EtOAc; 7:3). ToHkowaposa
xpomaTtorpacdhia BkasyBana Ha crign BuxigHoro martepiany. Peakujto npopoexysanu npu 0-5°C we npotdrom 1
rOAMHU, MPOTAroM siKoi GinblwicTb BMXQHOrO MaTtepiany nepeTtsopunacs y npoAykT. lMoTim peakuiiHy cymiw
oxonoaunu o -15°C B cyxin nboAsHi/aueToHOBIN OGaHi. Y peakuiHy cymiw noTiM JoJasBanu KpannsaMu Kpisb
KpanmnuHHY NiKy po3ynH 2,6-nytmaunHy (7,0mn , 60mmore) i TpudgtopoouToBoro aHrigpuay (4,16mn, 30mmores) B
cyxomy DME (20mn) npoTarom 15 xsunuH. TemnepaTypy peakuinHoi cymii niatpumysanu -15°C npoTarom 2 roavH
B ymoBax aproHy. oTiMm peakuinHy cymiw BiadinbTpyBanu i KoHueHTpyBann. OTpUMaHUA PO3UUH PO3UYUHUIMN Y
CH2Cl2 (200mn) i opraHivnun wap npomuim 5% NaHCOs (100mn) , IN HC1 (100mn), 5% NaHCOs (100mn), Bogoto
(100mn) i conaHum po3dunHoM 100Mn), BUCYLLMNN | KOHLEHTPYBanu, AOKM He OTpuMmanv macro TeMHO-4epBOHOIO
Kornbopy. Cupuii NpoayKT OYUCTUNM WNAXOM dnell xpomaTorpadii Ha KOMOHUi 3 cunikareneMm 3 BUKOPUCTaHHAM
rekcaHy/EtOAc (7:3) Ak entoeHTy i otpumanu 5,961 (99%) uncrToro npoaykTy: H AMP (CDCl3) 8 1,30 (t, 3H,
CH2CHs), 4,30 (t, 2H, CH2CH3), 4,554,78 (m, 3H, C4H i CsH), 5,72 (d, 1H), 5,82 (m, 2H), 7,25-8,04 (m, 15H, PhH)i
8,06 (s, 1H, CsH).

Mpuknap 46

Etunosun egip B-L(+)-PnbodgypaHoauntiazon-4-kap6oHOBOI kncnotm (64)

Cnonyky 63 (6,0r, 10MMonb) po3unHunn y cyxomy etaHoni (60mn) (MpumiTka: CNONyKy PO3YNHWUIM LUMSIXOM
HarpiBaHHA 3 BUKOPUCTAHHAM PO3NWIIOBaya raps4oro noeitps). Y uer po3ynH B yMOBax aproHy AoAanv MOpOLUOK
NaOEt (200mr, 3,0Mmorb). PeakuiiHy cymill nepemiluyBani B ymOoBax aproHy npoTarom Houi. Peakujio nepesipnnu
LUSIXOM TOHKOLLApOoBOi xpomaTorpadii 3 BukopuctaHHaMm rekcaHy/EtOAc 7:3 i EtOAc/MeOH 9:1). ToHkowapoBa
xpoMaTorpadisi BkasyBana Ha 3aBepLUEHHsI NEPETBOPEHHSA BUXIAHOMO MaTepiany y 6inbLw nonapHuiA npoaykT. MoTim
peakLilo HeiTpanisysanu cyxolo cMmonol Dowex 5x8 H'. Cmony suganunu wnsaxom cinbTpysaHHs i cinbTpaTt
KOHUEHTpYBanM B YyMOBax Bakyymy Ha poTanapi. KopuyHeBWi 3anuLIOK MOTIM OYACTUIM LUMsiXoM  doneLu
xpomaTorpadii Ha KonoHui 3 cunikarenem 3 BukopuctaHHsam EtOAc->MeOH. YucTi dopakuii 3ibpanu i koHLeHTpyBanu,
BHacnigok 4oro otpumanu 2,31r (77%) 4iaCTOro MpPOAYKTY. H ampP (CDCl3) & 1,30 (t, 3H, CH2CH3), 3,56 (m, 2H,
CsH), 3,86 (m, 2H), 4,0 (m, 1H), 4,26 (t, 2H, CA2CH3), 4,82-5,04 (3m, 3H, 3 OH), 5,42 (d, 1H, C1H) i 8,46 (s, 1H,
CsH) .

Mpwvknag 47

B-L(+)-pnbocbypaHosmnTiazon-4-kapbokcamig (65)

PosunH 64 (1,0r, 3,32mmornb) B meTaHonosomMy amiaky (50mn) nepemiwyBanu npw KiMHaTHIA TemnepaTypi y
cTanesinn 6om6i. Yepes 17 rognH ctaneBy 60M6y oxonoannu, o6epexHo Bi4YMHWIM | PO3YMH BUMApPOBAnM, LOKW He
oTpumanu 3ammuwiok. [lo 3anuuky 3actocyBanu el xpomartorpadito Ha KOMoHLi 3 cunikarenem 3 BUKOPUCTAHHAM
eTnnauetaty Ta metaHony (9:1) gk entoeHTy. MpoaykT KpucTanidysanu 3 abconoTHOro etaHony. Buxig ctaHoBuB
580Mr (67%); T. nn. 146-148°C; 'H SAMP (Me2SO-de) 6 3,48 (m, 2H, CsH), 3,85 (m, 2H), 4,03 (m, 1H), 4,80 (t, 1H,
CsOH), 4,88 (d, 1H, C30OH), 5,32 (d, 1H, C>0OH), 5,02 (d, 1H, C+H, Jr+2=5,1T'y), 7,52 (bs, 1H, CONHy), 7,64 (bs, 1H,
COHy)i 8,16 (s, 1H, CsH). EnemHTHMI aHani3: CoH12N2SOs (260,2): C, 41,53; H, 4,65; N, 10,76; S, 12,32. 3HaligeHo:
C,41,73;H,4,60;N, 10,55; S, 12,25.

Mpwknag 48

MeTunoswuii echip B-L-pnbodypaHo3nn-1-«kapbokcumigosoi kucrnotm (66)

Y nepemiwaHy cycneHsito 2,3,5-tpn-0O-6eH3oin-f-L-pubodypaHosun uianig (14,13r, 30,0Mmonb) B cyxomy
meTaHoni (60mn) poaanun metokema HaTpito (0,358r, 6,64mmornb, 0,5M posunH, Fluka) B atmocdepi aproHy. Po3uuH,
KWW CTaB FOMOreHHMM Yepes 5 XBUIUH, nepemillyBany npoTaroM 2,5 roavH npu KiMHaTHIN TemnepaTypi. PeakuinHy
cyMmiL HeitTpaniaysanu cmonoto Dowex 50W-X8 H* (aky 6yno sucyiueHo npu 100°C 8 ymosax 0,05mMm Hg npoTsirom
16 roawH; 3,0r, 5,1mMonspHuiA ekBiBaneHT/r). CMony BigdinbTpyBanu i pO34MHHUK BUAANUIN Npy TeMnepaTypi HWK4Ye
40°C Ha poTanapi. OTpuMaHuiA 3anuLIOK NPOMUIN MeTaHosIoM. MpoMuBanbHy piaMHY MeTaHONy KOHLEHTpYBanu,
OOKW He OoTpuMManu Apyrun Ta TpeTiv Buxiga 66. Tpu Buxogw 3'egHanu i nepekpucTanidyBanm 3 Cyxoro MeTtaHony,
BHacnigok yoro otpumanm 4,35r (66%): T. nn. 140-142°C; H AmMP (CDCl3) 6 3,46 (s, H, OChs) 3,50-3,80 (m, 5H),
3,98 (d, 1H), 4,98 (brs, 3H) i 8,27 (s, 1H, NH).

Mpwvknag 49

2-[(AmiHokap6oHin)kap6oHin]-1-(B-L -pnbodypaHosunimiHomeTUR)rigpasuH (62)

Metunimigat 66 (4,83r, 2526mmornb) i okcamigorigpasua (2,68r, 26,00MMOMb) pO3YMHUIM Y CyXOMY
anmvetuncynedokengi  (100mn). Tlicns peakuii po3unMH nepemiwyBanu npoTsarom 20 roguH npu  KiMHaTHIN
TeMmnepaTypi, PO3YMHHVK auctunioBany npu 55°C y Bakyymi. TBepaui 3anMwoK cycneHAyBanu y MeTaHoni, a
PO34YMHHY NopLjto 3ibpanu wnaxom ginbTpadii (3Hanuwnm, Wo Hepo3vMHHaA TBepAa peyoBUHaA € riapasuaoM, KU He



npuiMae y4acTi y peakuii) i KOHLEeHTpyBanu Ao npubnusHo 25mn. BHacnigok goJaBaHHsA KpannisivMv LUpOro po3ynHy y
aueToHiTpun (500mn) oTpumanu G6inuin ocag;: Buxia ctaHoBuB 4,351 (66%); H aMP (Me2SO-de) 6 3,47-3,60 (m, 2H),
3,60-3,88 (m, 3H),4,07 (d, 1H), 4,15 (d, 1H), 4,85-5,2 (brs, 2H), 7,70, 8,09 (2 br s, 2H) i 10,05 (brs, 1H, C=NH).

Mpwknag 50

3-B-L-PubodypaHosun-1,2,4-tpuason-5«apobokcamig (C-PubasipvH; 68)

Cnonyky 67 (4,0r, 15,2mmonb) HarpiBanu B ymoBax Bakyymy (0,1mm) npu 135°C npoTsrom 15 xeunuH. Micna
OXONOMXEHHs1 Konbu cknonofibHun maTepian o6pobum meTaHonoMm i HarpiBanu Ha naposin 6aHi. Mig yac usoro
npouecy TBepAa pevyoBuHa noyana Bunagam B ocad. Yepes npubnusHo 2 roavHu TBepAy PEYOBWHY BUAINWMAN i
oTpMManu Apyruin BUXiZ BHACNiLOK KOHUEHTpauji dinbTpaTty. 3araneHuii BUXi4 NpoaykTy ctaHoBuB 2,651 (71%): T.
nn. 193-195°C; 'H AAMP (Me2S O-de) & 3,43 (m, 2H, CsH), 3,75 (m, 1H, C4H) , 3,88 (m, 1H, CzH), 4,12 (m, 1H, C2H),
4,57 (d, 1H, C1H, J12=5,7Tu), 7,62 (bs, 1H, CONH>), 7,86 (bs, 1H, CONH) i 10,0 (bs, 1H, NH). EnemeHTHMI" aHani3:
CsH12N4O5 (244,2): C, 39,35; H, 4,95; N, 22,94. 3HanpgeHo: C, 39,38; H, 4,73; N, 22,43.

Mpuknag 51

5-O-Tputmn-2,3-O-izonponinigeH-B-L-pubodypaHosa (69)

Y posunH 2,3-O-izonponinigeH-B-L-pnbodyparosn (10,5r, 55,26mMmonb) B cyxomy nipuaumti (100mn) B atTMocdepi
aproHy goganu katanitmuny kinbkicte DMAP (12,2mr, 0,1mMmonb). Y Uen nepemiiaHMin po3yvH MOTIM [oJanu
TputUnxnopua (15,56r, 56,0mmonb). PeakuinHy cymiw nepemiwyBany B ymoBax aproHoBOi aTMocdepn NpoTArom
HOuYi Npu KiMHaTHIA TemnepaTypi. MipyavH BUganunu B ymoBax Bakyymy i 3anumiiok po3dmHunu y CHoClp (250mn), a
opraHiynmi wap npomurm 10% posunHom NaHCO;3 (2x100mn) i consHum posymHom (100mn). OpraHiyHui wap
Bucywmnu Hag Na>SOs i KoHUeHTpyBanu y BakyyMmi. OTpMMaHUn 3armLLIOK OWwCTUNK dorewl xpomaTtorpadieto Ha
KONOHUi 3 cunikarenem 3 BMKOpUCTaHHSAM rekcaHy —EtOAc sik entoeHTy. YuncTi dpakuii 3ibpamm i koHUeHTpyBanu,
BHacnigok 4Yoro otpumanu 15,74r (69%) npogykTy: HamP (CDCl3) & 1,27 i 1,41(2s, 6H, izonponinigeH CH3), 3,25-
3,56 (m, 2H, CsH), 3,86 (m, 2H), 4,0 (m, 1H), 4,70 (m, 1H), 5,24 (d, 1H, J+2=3,50T"y, C+H) i 7,17-7,35 (m, 15H,
PhH).

Mpuknag 52

3-ETokcukap6oHin-2-okconponinigeHTpudeHin-gocdopat (70)

Po3unH {3-(eTokcukapboHin)-2-okconponin}tpudeHin docdoHiv xnopugy (21,34r, 500mmone) y Bogi (450mn)
popann y posunH kapboHaty Hatpito (3,1r, 25,0mmornb) npotsarom 10 xBunuH (MpumiTka: Ginun ocag oTpumanu
oApasy nicna gogaBaHHs). PeakuiriHy cymill nepemilyBanu npu KiMHaTHIN TemnepaTypi NpoTarom Hovi. OTpuMmaHuin
ocap BigdinbTpyBanu Kkpisb arnomepoBaHy nivky. Ocag po3uvHumM y gmxiopomeTtadi (100mn), Bucywmnu Hag
cynbdaToM HaTpilo | KOHUEHTPYBanu, BHacnigok Yoro otpumanu 6iny teepay pevosuHy 18,13r (93%). Lien maTtepian
BUCYLLYBANM Haz NEHTOKCUIOM docdopy npoTsrom Houi. 'H SIMP (CDCls) & 1,26 (t, 3H), 3,34 (s, 2H), 3,76-3,84 (d,
1H) 4,19 (m, 2H) i 7,48-7,68 (m, 15H,PhH).

Mpuknag 53

Etun4-(2', 3'-O-izonponinigeH-5-O-tputnn-a- i B-L-pnbodypaHosnn) -3-okcobyraHoaT (71)

Cymiw 70. (10,9r, 25,23mmorb) i 3-eTokcukapboHin-2-okconponinigeHTpudeHin-cdocdopary (11,8r, 30mmorns) B
6e3BogHOMY aueToHiTpuni (30Mn) kun'aTnu y konbi 3i 3BOPOTHUM xonoAnsbHUKOM NpoTaroM 90 roamH. PO34YnHHKK
BUMapuiM B YMOBax 3HWKEHOro TWUCKY, @ 3aluLLIOK 3a3HaB el xpomaTorpadii Ha KOMOHUi 3 cumikarenem.
BHacnigok entotoBaHHs rekcaH-eTunaueTtatom (9:1) oTpumanm npoaykT (B:a y BiAHOWEHHI npubnunaHo 2:1) y Burnagi
niHn (10,15r, 74%).

Mpuknag 54

Etun 2-giaso-4- (2', 3'-O-izonponinigeH-5' -O-tputmn-a- i B-L-pnbodpyparosnn)-3-okcobyraHoar (72)

Tpuetnnamin (1,83r, 18,1mMmorb) i Tonyon-p-cynbdoHin asua (10mn) nocnigosHo godasamm y po3yvH 71 (9,85r,
18,08MMornb) y 6e3BogHomMy aueToHiTpuni (50mn). Cymiw HacToroBanu nNpu KiMHaTHIA Temnepatypi npotsarom 30
XBUMMH. PO34YMHHMK MOTIM BMMApunM B yMOBaXx 3HUMXEHONO TUCKY, a 3anuLoK 3asHaB drelwl xpomartorpadii Ha
cunikareni. BHacnigok entooBaHHA 3 rekcaHoM-eTunauetatom (9:1) otpumanm 8,90r (8 6%) 72 (B: o y BiAHOLEHHI
npnbmsHo 1:1) y Burnagi niHu.

Mpuknag 55

Etun 4-rigpokcn-3-(2', 3'-O-izonponinigeH-5"-O-tputnn-p-L-pnbodypaHoann)nipazon-5«apbokcunat (73)

Po3unH 72 (8,53r, 14,92mmonb) B cyxomy DME (60mn) gogaBany KpannsaMu y nepemillaHy NbOoAsHY CYCNEeH3ito
rinpmay Hatpito (NaH) (60% awucnepcis; 1,80r, 75,0mmonb) y cyxomy DME (60mn) B ymoBax aproHy npotarom 30
xBUnuH. TemnepaTypy peakuii noctynoso nigsuilyBanu go 20°C, a cymiw nepemiwyBanu e NnpoTarom 3 roguH npu
KiMHaTHIN TemnepaTypi. PeakuiiHy cymilwl npoaHanidyBanu LWAsiXOM TOHKoLApoBoi xpomaTtorpadii (TLWX) 3
BuKopuctaHHam rekcaHy/EtOAc (3:1) abo guxnopometaHy/EtOAc (9:1). TLWX Bka3dyBana Ha 3aBepLUEHHSA peakLuyji.
Po3unH outoBoi kucrotm (4,50mn, 75,0mmons) B DME (10mn) noTiM goganu kpanngmu y nepemilaHy nbOoAsHY
peakuiiHy cymil. PO3YMHHUK BUNApUaM B yMOBaX 3HUXEHOMO TWUCKY, BHACMNIAOK YOro OTPUManu 3anuLiok, Yy KU
popanu sogy (50mn) Ta gietunosui edoip (100mn). EdipHWiA Wwap Buaginunu, BucyliMnm Hag 6e3BogHUM cynbdaToMm
HaTpilo i CKOHUeHTpyBanu. 3anuwok 3a3HaB cnew xpomatorpadii Ha KOMOHLi 3 cunikareneMm 3 BUKOPUCTaHHAM
rekcaHy-eTunaueTawy (3:1) sk entoeHTy. YucTi dpakuii 3ibpanu i Bunapunun, BHacnigok 4oro otpumanu 73 y Burnsagi
cymiwi Bia: (6,40r, 73%): 'H AMP (CDCls) & 1,31 (t, 3H), 1,42-1,65 (m, 6H), 3,19-3,27 (m, 2H), 4,444,75 (m, 3H),
4,75 (m, 1H), 5,19 (d, 1H), 6,99 (brs, OH, B3aemo3amiHHuir), 7,26-7,51 (m, 15H, PhH.

Mpuknag 56

4-Tigpokcun-3-(2',3'-O-izonponinigeH-5-O-tputnn-p-L-pnbodypaHosun)nipason-5«apbokcamia (74)

Po3unH edipy 73 (6,30r, 10,7MMoOrb) B cyxoMy MeTaHonoBomy amiaky (70mn) Harpisanu npu 90-95°C B cTanesin
60om0Gi npoTsirom 12 rogvH.

PO34UMHHMK BMNapummM B yMOBaXx 3HWKEHOrO0 TUCKY, a 3arvwok 3asHaB dew xpomartorpadii Ha KOMoHLj 3
cunikareneMm 3 BUKOPWUCTaHHAM rekcaHy/etunauetaty (3:2) ak entoeHTy. HeobxigHi dpakuii 3ibpanm, sunapumm i
oTpumanu 4,541 (78%) NpoaykTy BUMSAI ckna, Wo MicTB cymi Bia. 'H SIMP (CDCls) & 1,40-1,62 (2s, 6H), 3,11-
3,24 (m, 2H), 4,37 (m, 1H), 4,65 (m, 1H), 5,11 (dd, 1H), 5,27 (d, 1H), 6,99 (brs, OH, B3aemo3amiHHui) i 7,23-7,50 (m,



17H).

Mpwknag 57

3 B-L-PnbodypaHosunn-4-rigpokemnipason-5-«apbokcamig (L-MipasomiuuH; 75)

Po3unH 74 (4,40r, 8,13mmorb) B 90% CF3CO2H (20mn) nepemillysana npu KiMHaTHIN TemnepaTypi npoTarom 45
XBUNWH. MOTIM po3unMHHKK Buaanunu npu 5°C B yMoBax 3HWKEHOIo TUCKY | oTpumarm 6iny teepay pevosuHy (1,90r,
90,48%). OTpymanui 3anuok 3a3Hae drew xpomaTorpadii Ha KOMoHLj 3 cunikarenem 3 BuKopucTaHHam EtOAc-
iPrOH-H20 (4:1:2) sk entoeHTy. Ppakuii, WO MICTUAM YACTI i3oMepun cnonyk o i B, 3ibpanv okpemo i Bunapmnm npu
<20°C. BHacnifok nepekpuctarisauii 3 Boau otpumanu 800Mr unctoro isomepy B: T. nn. 111-113°C; 'H SAMP B
isomepy (D20) & 3,73-3,78 (m, 2H), 4,0 (m, 1H), 4,19 (m, 1H), 4,35 (m, 1H) i 4,90-4,93 (d, 1H, Jr2-7,42"y).
EnemeHTtHnin ananis: CoH13N30Os (259,22): C, 41,70; H, 5,05; N, 16,21. 3nangeHo: C, 41,88; H, 5,04; N, 16,58.
I3onboBaHuMi BUxig cymiui o: f ctaHosmB 1,90r, (90%).

100 mr isomepy BUAINUAK SK MiHY; H AMP o izomepy (D20) & 3,65-3,85 (m, 2H), 4,064,11 (m, 1H), 4,32-4,41 (m,
2H) 5,20 (d, 1H, J12=3,30u4). EnemeHTHui aHanid: CoH13N30e:C, 41,70; H,5,05; N, 16,21. 3HangeHo: C, 41,91; H,
5,08;N, 16,02.

Takox suginunu 1,0r HeBigokpemneHoi cymilli L-nipasomiyuHy. YncToTy isomepiB o3 BU3HAYNNN TaKOX LLNAXOM
3BOpPOTHO-ha30BOT BUCOKOE(EKTUBHOI pianHHOI xpomaTorpadiii C18 3 BMKOpMCTaHHAM rpagieHTy aueToHiTpuny 0-
10% y Bogi. Yac yrpumyBaHHa Rt isomepy o ctaHoBuB 5,716, a isomepy B - 7,135. BusHawinu, wo ynctota o i B
cymiwi L-nipasomiumHy Gyna Ginbwot Hik 99,0%, WO BCTaHOBUNM 3a [OMOMOIMOK BUCOKOEEKTUBHOI PiAMHHOI
xpomatorpadii.

Mpuknag 58

MpuroTyBaHHA 2,5-aHrigpo-L-anomiguvH rigpoxnopuay (76):

MeTun 2,5-aHrigpo-L-anonimigat (3,82r, 20,0MMornb) i xnopua amodito (1,07r, 20,0MmMonb) po3unHunu y
MeTaHoNoBoMy aMiaky (60mn, Akuii HacudyBanv nNpy TemnepaTypi Cyxoro NbOAsSIHOTO aLeToHY NpoTarom 1 roaunHu).
MoTim ulo cymiw nepemiwyBanu Npu KiMHaTHIN TemnepaTypi y ctanesii 6om6i 3 TOBCTUMU CTiHkamu npotarom 16
roguH. CtaneBy 6omOy oxonoawmnu, ob6epexHo BiOKpWUMM, a Po34MH BUnapunu o cyxocti. OTpumaHy TBepay
peyoBuHY BUCYLIMNK | oTpuManu 4,10 I Cnonyku i3 Ha3BK 3arofoBKY.

Mpuknag 59

2-(B-L-Pnbodpyparosnn) nipumignH-6 (1H) -okco-4-«apboHoBa kucnoTta (77):

Y posuuH 2,5-aHrigpo-L-anoamignH rigpoxnopugy (4,0r, 18,66mmons) y Bogi (60Mn) gogany rigpokeng HaTpito
(1N, 20mn, 20,0mmornb) Ta eturnoBun okcanoauetat (4,20r, 20,0mmorb). PeakuiiHy cymilw nepemillyBanu npwm
KiMHaTHIn TeMnepaTypi npoTaroM 16 roauH i NOCMigoBHO HelTpanisysanu Ao pH 2 cmornoto H' (Dowex 50W-X8).
PeakuiHy cymiw BigdinbTpyBanu i KoHUeHTpyBanu A0 MiHiManbHoro o6'emy. Cunikarens gopanu i Bunapunu go
cyxocTi. OTpUMaHUA MOPOLLOK po3TallyBanM Ha Yy BepXHih YacTUHi dnewl KOSOHKW i enoBany CyMiLLLLo
eTnnauetarty/auetoHy/meTtaHony/Bogoto (3/1/1/1), ok cnonyka, ska LWBMALLE pyxaeTbCs, He entotoBanacs. KonoHky
noTiM eniwBanM MeTaHomnoM, a pakuii, Wo mictunu cnomnyky, 3ibpanu, mMeTaHONn BuganMnuM i oTpumanu
rirpoCKOMiYHYy CNonyky TEeMHO-KOPUYHEBOro Kombopy. Bigainewnin Buxig crtaHosuB 4,50r (89%). Lo cnonyky
BUKOPUCTOBYBaNW ANsi HACTYNHoOro etany 6e3 noaarnsLworo 4OCHiMKEHHS.

Mpuvknag 60

Etun 2-(B-L-PnbodypaHosnn)nipymignH-6(1H)-okco-4-kapbokcunat (78):

PeTtenbHo BucylleHy cycneHsito kucnot 22 (4,50r, 16,5mMmonb) B cyxomy eTtaHoni (100mn) oxonomkysanu y
NbofsHin GaHi, a cyxun ras xnopugy BogHw GapboTyBanu npoTsaroM 5 xBMMMH. Y U0 peakuiiHy cymill goganu
Tpuetnnoptodopmat (20mn) i cymiw 300BTyBanu npoTAroMm 24 rogvMH nNpu KiMHATHIA TemnepaTtypi. Po3unMHHUKM
BUOANUNM B ymMOBax Bakyymy i OoTpuMaHy TBEpAy PEYOBMHY TEMHOIO KOMbOPY Aari OYACTUNK LWASXOoM dneLl
xpomaTtorpadii Ha KONOoHUi 3 cunikarenem 3 BUKOPUCTaHHAM CyMmilli AuxnopomeTaHy/MeTaHony (9/1). YncTi dpakuii
3ibpanu, KoHueHTpyBanu i oTpumanu 4,55r (92%) TBepaoi crnonyku. BHacnigok Toro, wo us crionyka Oyna He

uicToro, Ti Aani nepeTBopioBanvM y BiONoBigHMIA TeTpaauetaT 3 Buxodom 47%. TeTpaauetaT OuYMCTUNM
xpomMaTorpadi€eto y KOMoHL.
Mpuvknag 61

2-(B-L-PnbodypaHosunn)nipumignH-6(1H)-okco-4-kapbokcamig (79) Po3umH BuwiesragaHoro edipy tetpaauetaTy
(1,80r, 4,22MMo0rb) B HacM4YeHOMY MeTaHONoBOMY aMiaky (60mn) HarpiBanm npyu 100°C B cTtanesin 6omb6i npoTsirom
17 roamH. PeakuiHy cymill OXONoAMM i KOHUEHTpYBanu, BHacnifok Yoro otpumanu 6iny teepay pedosuHy. Teepay
pevyoBMHY NOTIM PO3TEPSM y MOPOLLOK 3 eTunauetatoM i dinbTpyBanu. TBepdy peyoBUMHY NepekpucTanisysanu 3
abcontotHoro etaHony i otpumarm 0,83r (82%) unctoro npoaykTy y Bumsai 6inoi 1Bepaoi pevosuHu: T. nn. 200-202
°C; 'H AMP (Me2SO-ds) 6 3,35-3,57 (m, 2H, CsH), 3,84 (m, 1H, C+H), 3,98 (m, 1H, C3H), 4,22 (m, 1H, C2H), 4,75 (t,
1H, C3OH, D20 B3aemosaminHuit), 4,80 (d, 1H, C+H, J"2=5,77y), 4,89 (d, 1H, D-O B3aemosaminHuit), 5,15 (d, 1H,
C20H, D20 B3aemosaminHui), 7,85 (d, 1H), 7,98 (bs, 1H, CONHz), 8,19 (bs, 1H, CONH2) i 9,0 (d, 1H, NH).
EnemeHTHnin aHania: C1oH13N304 (239,23): C, 44,28; H, 4,83; N, 15,49. BHanpeHo: C, 44,58; H,5,17; N, 15,28.

Mpwvknapg 62

Metun B-L-apabiHonipaHoang (81)

Y cycneHsito L-apabiHo3n (100r, 667mMmornb) y 6e3sogHomy MeOH (450mn) gopanu po3uiH HCI/MeOH (7,3r
cyxoi HCI y 50mn MeOH) npwu kimHaTHin TemnepaTypi B atTMocdepi aproHy. Cymiw knn'atunu y konbi 3i 3BoOpoTHUM
XOIOAMMBHWMKOM NPOTSroM 2 roguH i OXONnoaunu Ao KiMHaTHOT TemnepaTypu. PO3UnH KOHLEHTPYBanNu Ao npubmsaHo
3/4 noro o6'emy i oTpumanu cycnensito. Teepay pe4oBuHy, WO BUNana B ocaj, BigdinbTpyBanu i N(POMUv Xon04HUM
MeOH (20mn) i oTpymanu nepwuii BUXi4 y BUMMA4I KpucTaniyHoro nopouky (35,23r). ®dinbTpaT KOHLEHTpYBanu
(35°C) go 1/4 vioro o6'emy. Teepauii ocag BiadinbTpyBanu, NPOMUM i BUCYLLMIX, SK | MoNepeHii ocag, i oTpumanm
apyrmn Buxig (9,66r) y Bsurnsgi 6es3bapBHOro KpucraniyHOro nopoLky. KoHueHTpyBaHHA Ta inbTpyBaHHSA
nosToptoBanu i oTpumanu goaatkosi 28,311 npogykTty (ycboro 73,2r, 67 %). H AMP (D20) 5 3,30 (s, OCHs, 3H),
3,56 (dd, 1H, Hs), 3,73 (m, 1H, Ha4), 3,77 (dd, 1H, Hs), 3,82 (bs, 1H, H2), 4,73 (m, 1H, H4).

Mpuknag 63



Metun 3,4-i3onponinigeH-p-L-apabiHo-nipaHo3ng (82)

Y cymiw meTun B-J-apabiHoniparo3ngy 81 (23,33r, 142,26mmonb) Ta gumeTokcunponaHy (55mn, 44 8mmore) B
cyxomy DMF (185mn) gomann Amberyst 15 (dpopma H+, 1,42r) i cycneHsiio nepemiwyBanu npu KiMHaTHIN
TemnepaTtypi npotarom 18 roanH. Po3unH Bunapunu i otpumarnm cupon, skuin posunHunu y EtOAc (200mn) i npomunu
COMAHUM po3uHoM (50mn), HacnyeHum poszunHom NaHCOs, Ta consHuM posdmHom (20mn). BoaHi npoMusansHi
piavhn 3'egHarm i ekctparyBanu EtOAc (5x20mn), skuin npomurm NaCl/H20 Ta 3'egHanu 3 opraHiyHUM pPO3YMHOM.
Po3unH EtOAc BuCYyyBanu Haa GeseogHum NaxSOq i BUNapumm [o CyxocTi, i oTpumanu cupon (29,2r, Kikek.). 'H
AMP (CDCl3) 61,361 1,53 (2s, 6H, isonponinineH-CHs), 2,43 (d, 1H, 2'-OH, 3,44 (s, 3H, OCH3s, 3,78 (m, 1H, H2), 3,93
(s, 2H, Hs), 4,15-4,25 (m, 2H, H3 & H4, 4,71 (d, 1H, H4).

Mpuvknag 64

Metun 3,4-i3onponinigeH-2-0-[(MeTunTio)TiokapBoHin]-B-L-apabiHo-nipaHosng (83)

Buwesraganui cupon 82 (29,2r, 142,26mmonb) posunHumm y 6essogHomy THF (190mn) i oxonogunun go 0°C. Y
po3uuH pgopasanu NaH (55-65%, 6,9r, 172,5Mmorb) nosinbHo B atmocdepi aproHy. CycneHsito kun'stmnu y konoi 3i
3BOPOTHVMM XONOAWUSBHUKOM MpoTAroM 2 roguH i oxonoavnu go 0°C. Y cymiw gopanu cipkosyrneub (21mn,
349,14mmorb) | oTpUMaHy BHacCmnigoK LbOro TEMHY Cymill mepeMillyBanu npu KiMHaTHIA TemnepaTtypi npoTarom 2
roauH. Y cymiw gogann metunnogung (12,4vmn, 160,64mmons) npn 0°C i cymiw nepemilyBanu npotaroMm 16 roguH.
Cymiw Bnunu y Bogy i3 nbogom (300mn) i ekctparysanu EtOAc (3x50mn). Po3uuH EtOAc Bucywysanu i
BUMaploBanu, oKW Kpuctanu He sunanu B ocad. CycrneHsio sanuwanu y xonoaunbHuky Ha 16 roguH. Kpuctanm
BiAdiNbTPYyBanM i NpoMWUNM rekcaHoMm, BHACMIJOK YOro oTpumarm neplmi Buxig (21,61r) y surmsagi »oBTyBaToro
nopouky. PinbTpaT KOHUEHTpYBanu, ytpumysanu npu 0°C npoTarom Houi, inbTpyBanu i oTpumanu Apyrun Buxig,
(16,51r). Yce ue nosToptoBanu Agivi i otpumanu gogaTkoBo 1,44r npoaykTty (39,62r, oBa etanu 3 81, 94,7%). T. nn.
127-130°C "H AMP (CDCI3) 81,39 i 1,55 (2s, 6H, izonponinigeH-CH;), 2,60 (s, 3H, SCHS3), 3,40 (3, 3H, OCHz3), 4,01
(s, 2H, Hs), 4,30 (m, 1H, H4), 4,50 (dd, 1H, Hz), 4,98 (d, 1H, H+), 5,78 (dd, 1H, H>).

MPUWKNAL 65

Metun 2-peokcu-B-L-epurpo-neHtonipaHosug, (84)

Cnonyky 83 (40r, 136mMonb) Ta a3obicuzobyrmpoHritpun (AIBN) (24,61r, 150MMOnb) pPO3YMHUN Yy CyXOMY
piokcaHi (400mn) wnaxomM HarpiBaHHA y macnsHii BaHHi (100°C). Cymiw 6ap6oTtyBanu 3 atMocdepoto aproHy npu
100°C npoTtsirom 15 xBunuH, a notim goganu audpeHincunad (51,4mn, 272vmmorns). Temnepatypy macnsHoi 6aHi
nigewmnm go 130°C i cymiw kun'atunu y konbi 3i 3BOPOTHUM XorogunbHUkoMm npoTsarom 16 roguH. e popanu
andenincunad (2vn, 10,8vmore) i AIBN (1,271, 7,7MMO0Mb) i NpOAoOBXKYBanu KUMATIHHA y konbi 3i 3BOPOTHUM
XonoaunbHWKOM e npotarom 5 roguH. Joganu we AIBN (0,2r, 1,2mMMonb) | npoaoBXyBanu KAM'aTiHHA Y konbi 3i
3BOPOTHUM XONOAWSbHUKOM Le npoTarom 1 roguHu. Cymiw oxonogunu, sunapwuim i otpyumamm cronyky QA y
BUMAAi cupony, skun 3miwanm 3 80% HOAc (544mn) i nepemiwyBany npu KiMHaTHIA TemnepaTtypi npotarom 16
roanH. Cymiw Bunapunm i otpumanu cupon, sikui 6yB posnogineHum Mk BoAoto Ta edipom. BogHui wap npomunu
edipoM i KOMGIHOBaHMIA OpraHiYHUIA LWap ekcTparyBanu Bofot. BoaHuii po3unH Bunapunu i otpumanu cnonyky 85 y
Burnagi cupony (16,36r, 81,4% ana gsox etanis i3 83). H AMP (CDCl3) 6 1,89 (dd, 2H, H»), 2,30 (d, 1H, OH), 2,47
(d, 1H, OH), 3,35 (s, 3H, OCH?3), 3,88-3,69 (m, 3H, H4 & Hs), 4,03 (m, 1H, Hs), 4,79 (t, 1H, H1).

Mpuknag 66

2'-peoken-p-L-eputpo-neHTo3a (86)

Cnonyy 85 (16,36r, 110,5Mmonb) po3unHunm y 0,8M BogHomy posumHi HCI (546mn) i oTpumaHy cymil
nepemillyBanu npuv KiMHaTHIA TeMnepaTtypi npoTtsrom 72 roguH. Cymiw HelTpanisyBanu BogHuM po3ynHom IN NaOH
po PH 6-7, Bunapurm i otpumarm cupon. Cupuid NpoAayKT OYMCTMMM Ha KOMoHUi 3 cunikarenem (4x15cwm), saky
emotosann CH2Cl2/MeOH (1:0 go 95:5) HanexHi dpakuii Bunapunu i otpyumanu crnonyky 865 y surnagi cupony
(10,53r, 71,1%).

Mpwvknag 67

Metun 2'-geokcu-B-L-epurpo-eHTtosa (87)

Cnonyky 86 (15,68r, 117,0MMorb) po3unHunu y cyxomy MeOH (342mn) i y oTpumanun po3dmH gopjamm 1%
HCI/MeOH (35mn). Po34uH 3anuwmnu npu KiMHaTHIiA TemnepaTtypi npoTarom 1 roavHu i HemTpanidyBanu Py (55mn)
npu 5°C gpo PH ~ 6. Cymiw BuMnapumm 3 cunikarenem i OUMcTMnmM Ha KomnoHui 3 cunikarenem (1x5¢cm), sky Oyno
entotoBaHo CH2Clo/MeOH(98:2 oo 96:4) i otpumanu cnonyky 87 y Burnagi cupony (13,94r, 80,5%). 'H aMP (CDCl3)
82,22-2,44 (m, 2H, Hz), 3,501 3,59 (2s, 3H, OCH3), 3,75-3,88 (m, 2H, Hs), 4,26 (m, 1H, H4)4 , 4,66 (m, 1H, H3), 5,25
(t, 1H, H1).

Mpuknag 68

MeTun 2'-pgeokcu-3, 5-an-O-p-tonyoin-L-epucrpo-neHTto3a (88)

Cnonyky 87 (9,00r, 60,8mmonb) posunHunu y nipuauHi (180mn) i oxonogunnu y 6aHi 3 nbogom i Bogoto. Y uen
XonogHuh po3uvH pogasarm  tonyoinxnopug (18wn, 00mmonb) npoTsarom 30 XBUMAMH i OTPUMaHWUM PO3YMH
nepemillyBanu npu KiMHaTHin Temnepatypi npotarom 16 roamH. Cymiw Bunapmnm o cyxocti. Cymiw ekcTparysanm
EtOAc, npomMmnn ConsgHUM PO3YMHOM, BUCYLLMNW i BUNapunu. Crpwin NpoaykT OYMCTUIIM Ha KOFOHLi 3 curikarenem
(3x15 cm) 3 BukopuctaHHam rekcaHy/EtOAc (1:0 go 5:1) sk entoeHTy. BHacnigok BunapoBaHHA HanexHux dpakuin
oTpUManu cronyky 88 y Burmsiai cupony (22,63r, 97%). 'H SAIMP (CDCl3) 52,40 (2s, 6H, 2xCHs), 3,35 (s, 3H, OCHs p-
aHomepa), 3,41 (s, 3H, OCH3 a-aHomepa), 4,6-4,5 (m, Hs i Hs 060x aHomepiB), 5,19 (d, 1H, H1 a-aHomepa), 5,21 (dd,
1H, H3 B-aHomepa), 5,41 (m, 1H, Hz a-aHomepa), 5,59 (m, 1H, H3 B-aHomepa), 7,18-8,02 (m, 8H, apomar.).

Mpuknap 68

2'-[leoken-3',5'-An-O-p-Tonyoin-o-L-epLupo-neHTodypaHo3sunn xnopug (13)

Cnonyky 88 (22r, 57,3MMonb) po34mHumm y cyxomy edipi (200mn) i posumH oxonogunu go 0°C y nboasHin 6aHi.
Kpisb po3umH 6apbotyBanu cyxuin HCI npoTsarom ~ 5 xBUNWH, AOKM CyMilWl He KpucTanidyBanacsi. PeakuinHy cymilu
noTiM 3anMwunn y XonoaurbHUKY BifACTOOBAaTUCSA NPOTAroM Houi. TBepAy pedvoBMHY, sSKka Bunana B ocag,
BiAiNbTPYBanu i npoMunu xonoaHnm edipoM. TBepay pevyoBuMHy ogpasy BUCYLUMNKN B yMoBax Bakyymy Hag NaOH i
oTpumanu cnonyky 13 y Burnsgi 6esbapeHoro kpucrtaniyHoro nopoluky (19,28r). ®dinbTpaT KOHUEHTpyBanu,



06pobunu HCl i 3ammwmnm y xonoAwnbHWKY Ha HiY. BHacnigok ¢inbTpyBaHHSA, NMPOMMBAHHA Ta BUCYLLYBaHHSA
oTpumanu gopatkosi 1,2r npoaykTy (Bcboro 20,48r, 92%), T. nn. 118-121°C. 'H AMP (CDCl3) 8 2,39 (2s, 6H,
apomaT-CH3) , 2,82 (m, 2H, H2), 4,65 (m, 2H, Hs), 4,86 (q, 1H, Ha4), 5,57 (m, 1H, H3), 6,48 (d, 1H, H4), 7,25 (2d, 4H,
apomat-H), 7,95 (2d, 4H, apomaT-H).

Mpuknag 69

Memn  1-(2'-geokcm-3',5'-gu-O-p-tonyoin-B-L-eputpo-neHtodyparHosnn)-1,2,4-tpuason-5-kapbokennar  (89),
Memn 1-(2'-geokcun-3',5'-gn-O-p-tonyoin-B-L-epntpo-neHTodyparHosnn)-1,2,4-tpuason-2-«kapookemnat (90) i Metun
1-(2'-peokcu-3',5'-an-0O-p-tonyoin-p-L-epnapo-neHtocypaHosnn)-1,2 4-tpmnason-3-kapbokennat (91)

Y posumH meTun 1,2,4-tpuason-3-«apbokcunarty (1,27r, 10MMork) B cyxomy aueToHiTpuni (50mMn) gopgamm rigpug
HaTpito (60% y macni, 0,5r, 12,5mMmonb). Cymiw nepemiwyBanu npu KiMHaTHIN TemnepaTypi npotsarom 30 XBUNWH.
Hopganu cyxwii y Burnsgi nopouky xnopouykop 13 i cycrneHsito nepemilyBanu Nnpu KiMHaTHIn TemnepaTypi NpoTArom
16 roamH. Cymiw Bunapunu i oTpymanu 3anuLuok, Sk 6ys posnogineHum Mk Boaoto/EtOAc i ekctparosaHum EtOA.
BoaHuii po3unH ekctparyBanu EtOAc. KomGiHoBaHuin po3umH EtOAC npomunu consitHUM po34iHOM i BUNapummM Ao
cyxocTi. Cymiw ouncTunm Ha komnoHui 3 cunikarenem (3x20 cm) 3 BukopuctaHHsam EtOAc/rekcaHy (1,2:1) K entoeHTy i
oTpumanu 89 (1,72r), 90 (0,98r) i 91 (0,45r). 'H SIMP (CDCl3) 89: §2,52 (2s, 6H, CH3), 2,82 (m, 1H, Hz), 3,45 (m, 1H,
H2), 4,60 (dd, 1H, Hs), 4,72 (dd, 1H, Hs), 4,76 (m, 1H, Hs), 6,03 (m, 1H, H3), 7,29-7,38 (m, 5H, apomat-H i Hy) ,
7,97-8,12 (m, 5H, apomat-H i CsH). 90: § 2,50 & 2,53 (2s, 6H, CH3), 2,95 (m, 1H, H2), 3,20 (m, 1H, A2), 4,09 (s, 3H,
OCH3), 4,72 (m, 3H, H4 & Hs), 5,83 (m, 1H, H3), 6,47 (t, 1H, H2), 7,36 (dd, 4H, apomaT-H), 8,02 (dd, 4H, apomaTt-H),
8,51 (s, 1H, CsH): 91: 5 2,63 (m, 7H, H2 & 2xCH3), 3,16 (m, 1H, H2), 4,13 (s, 3H, OCH3), 4,694,85 (m, 3H, Hs+& Hs)
5,73 (m, 1H, Hz), 6,88 (q, 1H, H+), 7,35 (dd, 4H, apomaT-H), 7,94 & 8,05 (dd, 4H, apomaT-H), 8,76(s, 1H, CsH).

Mpwknag 70

1- (2'-peokcn-B-L-epurpo-neHtodypaHosnn)-1,2,4-tpuason-5«kapbokcamig (92)

Cymiw 89 (1,771, 3,70MMoOSb) | HACUYEHOTO PO34YMHY METaHONOBOro amiaky (40mn) HarpiBanu y ctanesii 6omoGi
npu 55°C npotarom 16 roguH. lMicrnsa oxonomKyBaHHSA PO3YMH BUNApUNN 3 curikarenem i OYuLLyBanu Ha KOMOoHLI 3
cunikarenem, siky entoioBanu CH2Clo/MeOH (10:1), BHacnigok 4oro oTpumanu cnonyky 92 y surnsiai 6e36apeHoro
nopoLky (297mr, 35%). 'H AMP (DMSO-dg) & 2,27 (m, 1H, Hz), 2,60 (m, 1H, Hz), 3,32 (m, 1H, Hs), 3,48 (m, 1H,
Hs), 3,80 (m, 1H, H«), 4,41 (m, 1H, H3), 7,12 (t, 1H, H+), 8,06 (s, 1H, NH), 8,14 (s, 1H, CsH) , 8,27 (s, 1H, NH).

Mpwknag 71

1-(2'-neokcu-p-L-epmopo-neHtodpypaHo3un)-1,2,4-tpuason-3-«kapobokcamig (93)

Cymiw 91 (0,45r, 0,94MMoOrb) | HACUYEHOTO PO34YMHY METaHOMoBoro amiaky (20mn) HarpiBanu y ctanesii 6omGi
npw 55°C npoTarom 16 rogwH. lMicrns oxonompKyBaHHSA PO3YWH BUNAPWM OO CyXOCTi. 3anuLUoK 04MCTUNM Ha KOMOHLY 3
curnikarenem 3 BukopucTaHHsM CH2Cl/MeOH (10:1) sik entoeHTy i oTpumanu cnonyky 93 (54mr, 25%). 'H AMP
(DMSO-ds) 6 2,24 (m, 1H, H2), 2,38 (m, 1H, H2), 3,61 (m, 2H, Hs), 3,85 (m, 1H, Hs), 4,30 (m, 1H, Hz), 6,70 (t, 1H,
H1), 7,94 (s, 1H,NH), 8,33 (s, 1H, NH), 8,98 (s, 1H, CsH).

Mpwknag 72

1-(2' -peokcn-3',5'-gu-O-p-Tonyoin-B-L-epuratpo-neHTodyparHosnn)-2,4-amuiaHonipon (94)

Y po3uuH 2,4-guujaHonipony (302mr, 2,58mmMonb) B cyxomy aueToHiTpuni (25mn) gogamm rigpua Hatpito (60% y
macni, 125mr, 2,6mmonb). Cymiw nepemiwyBanuM npu KiMHaTHIn TemnepaTtypi npotarom 30 xsunuH. Joganu
xnopouykop 13 (1r, 2,58umornk) i cycneHsilo nepemilyBanu Npu KiMHaTHIN TemnepaTypi npoTarom 16 roamH. Cymiw
BUNapwUIM i oTpumany TBepAMi 3anuLuok, Skun 6ys posnogineHnn mik sogoto i EtOAc. BogHuini po3uunH ekctparysanm
EtOAc. KomGiHoBaHuin ekcTpakT EtOAC npoMunm BoAo i COMSIHAM PO3YMHOM, BUCYLLMIM i BUNAPUNU OO CYXOCTi.
MpoaykT ounmctnM Ha KomnoHui 3 cunikarenem (3x20cm) 3 BukopucTaHHsaM rekcaHy/EtOAc (5:2) sk enteHTy i
oTpumanu 94 y surnagi macna (605ur, 50%). H aMmP (CDCl3) : 82,29 (s, 3H, apomat-CH3) , 2,55 (s, 3H, apomaT-
CHa), 2,67 (in, 1H, H2), 2,98 (m, 1H, H2), 4,74-4,89 (m, 3H, Hs & Hs), 5,77(m, 1H, H3), 6,36 (t, 1H, H+), 7,18 (s, 1H,
CsH), 7,38 (m, 4H, apomart-H), 7,68 (s, 1H, C3H), 7,97 (d, 2H, apomaTt-H), 8,05 (d, 2H, apomaT-H).

Mpuknag 73

1-(2'-peokcn-p-L-epurpo-neHTodypaHosun)-2,4-guuiaHonipon (95)

Cymiw 94 (605mr, 1,29MMOrb) i HACMYEHOTO PO3YMHY METaHONOBOrO aMiaky (20mn) HarpiBanu y ctanesin 6omoGi
npu 65°C npotarom 16 roguH. MNicna oxonompkyBaHHS PO3YUH BUNapuUnM Ao cyxocTi. CUpUN NPOAYKT OYUCTUNM Ha
KonoHui 3 cunikarenem, sky emotosanu CH2Clo/MeOH (10:1) i otpumanu 95 (158mr, 52%). H AMP(CD30D): 6 2,55
(m, 2H, H2), 3,82 (m, 2H, Hs), 4,08 (m, 1H, H4), 4,53 (m, 1H, Hs), 6,38 (t, 1H, H+), 7,37 (s, 1H, CsH), 8,19 (s, 1H,
C3H).

Mpwknap 74

1-(2'-peokcn-p-L-epuTtpo-neHTodpypaHo3un)nipon-2,4-aukapbokcamis (96)

Y po3uuH 95 (90wmr, 0,385mmorb) y BogHomy po3uvmHi NH4OH (29,6%, 9mn) pomann H202. Po3unH
nepemillyBanu nNpu KiMHaTHIA TeMnepaTypi NPOTArOM 2 rOAMH i BUNapunun A0 CYXOCTi. 3anvLwoK OYMCTUIN Ha KOFOHL
3 cunikarenem, siky entotoBanu CHClo/MeOH (10:1) i oTpumanu cnionyky 96 (75mr, 72%). 'H HMP(CD30D): 62,31 &
2,61 (m, 2H, H2), 3,89 (m, 2H, Hs), 4,04 (m, 1H, Hs), 4,45 (m, 1H, H3), 6,93 (t, 1H, H+), 7,24 (s, 1H, CsH), 8,09 (s,
1H, C3H).

Mpwknag 75 _

MeTun 1-(2'-peokcu-3',5'-an-0O-p-Tonyoin-p-L-epuTpo-neHtodyparHosun)nipason-3,5-aukapbokemnat (97)

Y po3umH meTun nipason-3,5-gukapbokcunaty (458mr, 2,5MMonb) y cyxomy aueToHiTpuni (25mMn) gopgamm rigpug
HaTpito (60% y macni, 14mr, 3,0Mmornk). Cymiw nepemilysanm Npu KiMHaTHIN TemnepaTypi npotarom 30 XBUNWH.
Xnopouykop 13 (970mr, ~95%, 2,5Mmonb) Aofanu i cycneHsito nepemillyBany npu KiMHaTHIN TemnepaTypi NpoTArom
4 roguH. Cymiw BUNapunun Ao CyxOCTi i 3anuoK OYMCTUIIN Ha KOMOHUI 3 curikarenem (3X7cMm) 3 3acTocyBaHHAM
rekcaHy/EtOAC (5:2) sk €MloeHTy, BHacnigok Yoro oTpumanu 97 y Burnsiai macna (470mr, 35%). 'H AMP (CDCls): &
2,40 (d, 6H, apomat-CH3), 2,70 (m, 1H, H2), 3,60 (m, 1H, H2), 3,93 (d, 6H, OCH3), 4,48-4,65 (m, 3H, Hs & Hs.),
5,89(m, 1H, Hz), 7,18-7,29 (m, 5H, apomaTt-H & H+), 7,38 (s, 1H, C4H), 7,90 (m, 4H, apomaT-H).

Mpwknan 76



1-(2' -Oeokcn-B-L-epucrpo-neHTodypaHosnn) nipason-3, 5-gukapbokcamis, (98)

Cymiw 97 (270mr, 0,51MMOrb) i HACMYEHOTO PO3YMHY METAHOMNOBOIO amiaky (20mn) HarpiBanu y ctanesii 6omoGi
npyn 100°C npotarom 16 roguH. [icna oxonompKyBaHHA PO3YMH BUMAPWUIIM, OYUCTUMM Ha KOMOHUi 3 cmnlkarenelvl 3
BUKOpUCTaHHIM CH2Clo/MeOH (10:1) i oTpumamm 98 y Bumsiai 6e36apHoro nopoluky (189mr, 73%). 'H SIMP
(DMSO-ds): 82,25 (m, 1H, H2), 2,89 (m, 1H, H20, 3,42 (m, 1H, Hs), 3,59 (m, 1H, Hs), 3,86 (q, 1H, H4), 4,55 (m, 1H,
Hz), 4,77 (t, 1H, OH), 5,27 (d, 1H, OH, 7,17 (t, 1H, H+), 7,29 (s, 1H, C4H), 7,51 (s, 1H, NH), 7,66 (s,1H, NH), 7,80 (s,
1H, NH), 8,19 (s, 1H, NH).

Mpwknap 77

Metun 1-(2'-geokcmn-3',5-gu-0O-p-tonyoin-B-L-epuspo-neHTodypaHosun)nipazon-4-«apobokcunat (99)

Y po3unH MeTun nipason-4-kapbokemnaty (315mr, 2,5MMonb) B cyxomy aueTtoHitpuni (30mn) goganu rigpua
HaTpito (60% ymacni, 144mr, 3,0Mmmonb). Cymiw nepemiwysanu npu 50°C npotarom 15 xeunuH. Xrnopouykop 13 (1r,
~95%, 2,5MMorb) gofanu i cycneHsito nepemillyBanu npu KiMHaTHIN TemnepaTypi npoTarom 2 roavH. Cymiw
BUNapwUIM i OTpMManu 3anuLliok, Skun 6yB poanoaineHnii Mk Bogoto i EtOAc. BogHuii po3uuH ekctparysanu EtOAc.
KomGiHoBaHM ekcTpakT EtOAC npomumm BOAOK i CONSHUM pPO3umHOM, Bucywmnu Hag NasxSOs i Bunapunm go
CyXOCTi. 3anuMLIOK OYUCTUNN Ha KOJIOHLI 3 cmniKareneM (3x12cm) 3 BukopucTaHHam rekcaHy/EtOAc (4:1) i oTpumanu
99 y BUMMSAI KPUCTaNIYHOMO MOPOLKY (549Mr, 46%). 'H AMP (CDCls): 5 2,40 (d, 6H, apomaT-CHa), 2,72 (m, 1H, Hz),
3,16 (m, 1H, Hz), 3,79 (d, 3H, OCH3), 4,514,62 (m, 3H, Hs & Hs), 5,77 (m, 1H, Hz), 6,20 (t, 1H, H¢), 7,24 (m, 4H,
apomat-H), 7,92 (m, 5H, apomat-H & CsH, 8,10 (s, 1H, C3H).

Mpwknan 78

1-(2'-geokcu-B-L-epropo-neHTodypaHo3nn)nipason-4-kapbokcamig (100)

Cymiw 90 (500mr, 1,046MMONb) i HacMYeHoOro po3yvMHy MeTaHonoBoro amiaky (30mn) HarpiBanu y cTanesin
6om6i npn 100°C npoTtarom 16 roguH. Micns oxoNnomKyBaHHA PO3YMH BUNAPUNW i 3afMLLOK OYUCTUIM Ha KOMOHL, 3
cunikarenem 3 BukopuctaHsm CH2Clo/MeOH (10:1) i oTpumarm 100 y BUmsiAi XoBTOi niku (50Mr, 20%). 'H AMP
(DMSO-ds): 62,30 (m, 1H, Hz), 2,56 (m, 1H, H2), 3,41-3,56 (m, 2H, Hs), 3,84 (m, 1H, Hs) , 4,36 (m, 1H, Hz), 4,88
(bs, 1H, OH), 5,32 (bs, 1H, OH), 6,11 (t, 1H, H1), 7,08 (s, 1H, NH), 7,63 (s, 1H, NH), 7,90 (d, 1H, CsH), 8,36 (d, 1H,
CsH), 7,80 (s, 1H, NH), 8,19 (s, 1H, NH).

Mpwknag 79

Metun-o-L-nikconipaHosug (102)

Y po3uuH meTtaHonosoi HCI [600mn, 0,5% w/v (BiacoTkoBe BifHOLIEHHA Bary Ta 00'emy), sikuiA NpuroTyBanu in
situ wnaxom peakuii auetunxnopuay (6,0mn)], goganu L-nikco3y (101, 118r, 786Mmornk) i kun'atunm y konbi 3i
3BOPOTHVMM XOMNOAWIMBHUMKOM MpOTAroM 5 roguwH [peakuis 3aBepwmnuca yeped 4 roguHu (wnaxom TWX 30%
MeOH/CH2CI2) i npogoBxyBanacsi npotaroM gogaTkoBoi 1 roguMHu (ycboro 5 roguH)] 6e3 Bomnoru (i3 3axucHoto
Tpybkoto CaClz). PeakuinHy cymiw HeWTpanidyBanuM nonepegHbo o6pobreHoto ambepriToBOI0 OCHOBHOK CMOJIOK
IRA 410 (100,0r) npotarom 10 xBunuH nig Yac nepemiwyBaHHA. Cmony BiAdINbTPYBaNM i MPOMUAM METaHOMNOM
(3x50 mn). KombiHoBaHi npoMuBarnbHi pignHn Bunapunu i otpumanu 6e3bapsHuin cupon. Cupon Bunapunun pasom 3
eTnnauetatom (2x50mn) i 3 peluTolo nepekpucTaniayBanm (Lnsxom WkpsibaHHs 6oky konbu RB abo 3a gonomoroto
ynbTpassyky) 3 etunauetatom (500mn), BHacnigok 4Yoro oTpumanu 6inui kpuctaniyimin npodykt 102 (87r, 67%
ycboro 3 06ox BuxoaiB 1 i 2). 'H AMP (300MIy, (CD3)2CO): & 3,15 (bs, 3H, OH), 3,41(s, 3H, OCHa), 3,48 (m, 1H) ,
3,66-3,72 (m, 2H), 3,73-3,87 (m, 2H), 4,64 (d, 1H, H.s, J=2,7T"1).

Mpuknag 80

Metn-2,3-O-i3onponinigeH-o-L-nikconiparoang (103)

Y cycnensito 102 (69r, 420,0mmonb) B cymiwi 2,2-gumeTtokcunponaHy (200,0mn) i 6e3BogHOro aueToHy
(200,0mn) popamm posuunH (4M) HCI y piokcaHi (4,0mMn) i peakuinHy cymiw nepemiwysanu npu 25°C npotarom 16
roanH. TWX (50% eTunauetat/CH2Cl,) peakuii BkasyBana Ha NOBHe NepeTBOPEHHS BUXiAHOro maTtepiany. Peakuito
3aracunu TBepamm bikapboHaTtom HaTpito (500mr) i BigdinbTpyBanu. dinbTpaTt BUNapumm, OTpUMaHuiA MacnsHUCTUR
3anuULLOK (POXEBUIN) OYUCTUIM LLNSXOM chreLu xpowlaTorpaq:)n Ha cunikareni 3 BAKOPUCTAHHAM CHxClo/eTnnaueTaty
(100/0 po 80/20, 3 5% niaBULLEHHAM) SK entoeHTy | oTpumarnm npoaykT 103 (80r, 93,2%). 'H AmP (300Mry, (CDCl3):
81,31 (s, 3H), 1,47 (s, 3H), 2,95 (bs, 1H), 3,41 (s, 3H), 3,66-3,77 (m, 3H), 4,07 (dd, 1H, J=6,04 & 2,75I'u), 4,16 (t,
1H, J=6,04 & 4,67T4), 4,60 (d, 1H, J=2,74T"0).

Mpwknag 81

Metun-4-a3npo-4-geokcn-2,3-O-izonponinigeH-p-D-pubonipaHosng (104)

Y cymiw nipuguny (6,4mn, 79,65Mmonb) Ta aumeTtunamidonipuavHy (100mr, 0,72mmorns) y 6e3sogHomy CH2Cl
(400mn) noBinkHO goaasanu TpudTopoMeTaHocynbdoHoBUIN aHrigpug (11,82mn, 71,68mMmons) npu -20°C. Cymiw
nepewmiwysanu npu -20°C npotdrom 5 xBunuH, a notim gogarm posyvH 103 (5,0r, 24,50mmonb) B CH2CI2 (50,0mn).
PeakuiHy cymiw nepemiwysanu npu -20°C npotarom 15 xsunuH. MoTim ii BNvnu y cymiw neoay-soamn (500mn) i
BUAINUNM opraHivyHui wap. BogHy a3y ekctparysanu CH2Clz2 (2x100mn). KomGiHOBaHWM opraHiyHUI Lwap npoMunn
consHuM posunHom (500mn), Bucywmnu (NaSOs), BUNapunu i otpumManu NpoaykT y Burnai 6migo-xkoeToi cMonucToi
TBEPAOi pevoBuHu (14r).

Y posunH BuwesragaHoro metun-4-O-tpudropomeTtaHcynbdoHin-2,3-O-isonponinigeH-B-L-nikconipaHosngy B
cymiwi DMF (350Mmn) i TeTpameTurnosoi ceyvoBuHu (50mn) goganm asma HaTtpito (30,0r, 4 61,53vmonb, 18,83ekBiB.)
npu 0-5°C (6aHa 3 BoaM i3 MbogoM) i nepemiwyBanu npu 23°C npotsarom 3 roguH. JleTki KOMNOHEHTU BUNAPUINN i
3anuuwok posbasum CH2Clz2 (500mn) i Bogoto (200mn) . OpraHivyHmi Wwap suainumm i npoMunu Bogok (2x250mn) i
consHuM posymHom (300mn), Bucyumnu (Na2SQOs) i BunaptoBanm, oKW HE OTPUManu MacnsaHUCTUI 3anuLLoK, SKUIA
ouncTunu wnsxom cnew xpomatorpadii Ha cunikareni 3 BUKOpUCTaHHAM rekcaHyletunaueTtaty (100/0; 97,5/2,5 i
95/5) sik entoeHTy, BHacnigok voro otpumanu 104 (2,8r, 49,88% ans obox etanis). H amP (300Mry, (CDCls): 5 1,36
(s, 3H, CH3s), 1,54 (s, 3H, CHa), 3,42 (s, 3H, OCH3), 3,7-3,9 (m, 3H), 4,01 (dd, 1H, J=6,05 & 3,85'y), 4,48 (d, 1H,
J=3,85I'u), 4,51 (m, 1H).

Mpuknag 82

N-Auetun-4-amiHo-4-geokcu-2,3-O-izonponinigeH-B-D-metnn-pubonipaHosug (105)



Y po3uuH 104 (6,5r, 28,38vmornb) B MeOH (50,0mn) poaann NaHCOs (2,38r, 28,38vmonb), a notim Pd/C (5%
wiw, 650mr). PeakuinHy cymiw petenbHo cTpywysBanu B atmocdepi Hz (40 doyHTiB Ha KB. OtOMAM) Npu KiMHaTHINA
Temnepatypu npotarom 1 rogmnu. TWUX (30% eTunauetaTt/rekcaH) BkasyBana Ha 3aBeplUeHHA peakuii. PeakuinHy
cymiw BigdinbTpyBanu kpisb wap GpoyHMinepuTy i inbTpaT BUNApuUnM OO0 CyxOCTi. 3anuLLoK BMNapunm pasom 3
Tonyonom (2x20mn) i nipuamHom (2x20mn). OTpUMaHWiA 3anULLOK NOTIM BUKOPMCTOBYBAmNM y HACTYMHIN peakuii 6e3
noAarnbLUOro OYMLLEHHS.

Y cymiw BuwesragaHoro 3anmmuky (5,76r, cupuii NpoaykT 3 nonepeaHboi peakuii) i DMAP (0,059r, 0,425mMmornb)
B nipuauHi (6,8mn, 84,5mmornb) popanu auetadrigppug (4,01mn, 42,57mmornb) npu 0°C. PeakuiiHy cymil
nepemillyBanu npu KiMmHaTHi TemnepaTtypi npoTsarom 2 roguH. TWX (100% etunaueTaT) BkadyBana Ha 3aBepLUEHHS
peakuii. Jogann MeOH (1,0mn) i Bunapumm neTki KOMMOHeHTU. 3anuwok po3vnHunmn y CH2Clz (300mn) i noTim uewn
poO34uH npomunm xonogHum i possegeHum HCI (0,5M, 3x200mn), HacmyeHum NaHCO3 (200m11) i COMAHUM PO3YMHOM
(200mn), Bucywmnu (NazSOs) i Bunapunu. OTpMMaHUI 3amnuLLIoOK OYMCTMNM WnaxoM cnew xpomarorpadii Ha
cunikareni 3 BUKOpUCTaHHAM eTtunauetaTty/rekcany (0/100 oo 10/90 po 20/80 mo 50/50 go 100/0) sk entoeHTy i
oTpumanu npoaykT 105 (y komGiHoBaHOMY Buxofi 3,76r, 54,11%). '"H AAMP (300MIy, (CDCls): § 1,35 (s, 3H, CHs),
1,51 (s, 3H, CHa), 2,0 (s, 3H, COCH3), 3,37 (t, 1H), 3,45 (s, 3H, OCHz), 3,85 (dd, 1H), 4,05 (dd, 1H), 4,38 (dd, 1H),
4,40 (d, 1H, J=4,5Tu), 4,58 (m, 1H), 5,78 (bd, 1H).

Mpuknag 83

1,2,3,5-Tetpa-O-auetmn-4-geoken-4-(auetamigo)-D-pubodpyparHosa (106) PozumH 105 (5,0r, 20,40mMmorb) B
cymiwi guctmnoosaHoi Bogn Ta AcOH (1:1, 50mn) HarpiBanu npu 70-75°C npotarom 1,5 rogmHu. TLUX (100%
eTunaueTart) BkasyBana Ha 3aBeplueHHs peakuii. Joganu abcomoTtHuin EtOH (2x30mn) i Bunmapuim pasoMm neTki
KOMMOHEHTU | OTpyManu cyxui Teepaun 3anuvwok. [1o TRepaoi pevoBMHM JoAanu Cymill NbOoAsHOT OLTOBOI KMCMOTH
Ta aueTaHrigpugy (50mn, 1:1), oxonogmnu go 0°C i 06pobunu koHueHTpoBaHo H2S04 (1,5mn). PeakuiiHy cymiLw
nepemiwysanu npu 0°C npoTsarom 30 xBunuH, a noTim 3anuwmnu npu 4°C Ha 2 go6u. PeakuiviHy cymiw o6pobunm
6e3BogHMM NaOAc (15,0r) i nepemiwyBanu npu KiMHaTHIN Temnepatypi npotarom 30 xBunuH. MoTiM peakuiviHy
Ccymiww Bununu y cymiw Boam i3 neogom (300mn) i ekctparysanm CH2Cl2 ((2x250mn). KomGiHOBaHUI opraHivHwui Lwap
npomunu Bogoto (2x250mn) i congHum posddmHom (400 mn), sucywmnu (NaxSOs) i Bunapunu. OTpuMaHuii 3anuLLok
CMPOro NPOAYKTY OYMCTUNW LWNsiXOM chnelt xpomaTorpadii Ha cunikareni 3 BukopuctanHam MeOH/CH2CI, (0/100 go
3/97) ik €NIIOEHTY | OTPUMANM YMCTUR MPOAYKT 106 (3,71r, 50,82%). 'H AMP (300Mu, (CDCls): § 1,99-2,11 (m, 15H,
CHs), 4,17-4,5 (m, 3H), 5,27-5,52 (m, 2H), 6,35 (s, 0,75H), 6,53 (d, 0,25H, J=4,8I"Ly).

Mpuknap 84

Memn-1-(2',3',5'-1pu-O-aueTun-4'-geokcun-4'-auetamino-p-D-pnbodypaHosnn)-1,2,4-tpuason-3«apbokcunat
(107)

CycneHnsito metun-1,2,4-tpuason-3-kapbokevnaty (1,77r, 13,97mmornb) Ta cynbdaty amoHito (177mr) y
rekcameTunamcunasadi (40mn) kun'atunu y konGi 3i 3BOPOTHUM XornogunbHukoM 2,5 roguHn B aTMocdpepi N2.
PeakuiHy cymilwl Bunapunu go CyxocTi i 3anuwok cycneHaysanu y 1,2-amxnopoeTtati (50mn). MoTim noro o6pobunum
po3uuHom 106 (4,4r, 12,25mmonb) B 1,2-gnxnopetaHi (50mn). ¥ peakuinHy cymiw noTim goganu gumnsymin 3nCly
(1,63mn, 13,97mmonb) npn 0-5°C (6aHa 3 BOAM i3 NbOJOM) i MepemillyBanu Npu KiMHaTHIN TemnepaTypi npoTarom 1
roguHu. PeakujiHy cymiw obepexHo 3aracunu HacuveHum posydmHom NaHCOs (50mn), a noTtim posbasunu CHoCly
(200mn). Cymiw BiadinbTpyBanu Kkpi3b wap GpoyHmineputy (5r) i npomunu CH2Clz (100mn). OpraHiyHui wap
GinbTpaTy BMAINMNKN, a BogHun wap ekctparysanu CH2Clz (2x100mn). Kom6iHOBaHWI OpraHidyHMi Lwap npomMunm
BOAO (2x300Mmn) i consHuM posunHom (500mn), Bucywmnu (Na2S0s) i Bunapunu. 3anuiiok cuporo NpPoaykTy, SK1i
OTPUManu, nepekpucTanisysanu 3 etunaueTtaty (40Mn) i oTpUManmM unucTuii npoaykT 107 (2,7r, 51,71%). 'H AMP
(300Mru, (CDCIs): 62,03-2,15 (m, 12H, 4xCOCH3), 3,95 (s, 3H, OCH3), 4,2 (m, 1H, Hs), 4,43 (m, 2H, Hy & Hs), 5,65
(dd, 1H, Hz, J=4,67 & 1,1l"'u), 6,17 (t, 1H, H2, J=4,67 & 6,04I"u), 6,28 (d, 1H, Hy J=6,04I"y), 8,47 (s, 0,86H, ronosHui
poTtamep, CsH), 8,60 (s, 0,14H, minor potamep, CsH). EnemenTHuin aHanis: C17H2N4O0: C, 47,89; H, 5,20; N, 13,14.
3HanpgeHo: C,47,93; H, 5,40; N, 13,27.

Mpuvknag 85

1-(4'-Oeokcu-4'-auetamigo-B-D-pnbodyparHosnn)-1,2,4-tpuason-3-«kap6okcamig (108)

PosunH 107 (2,71, 6,33MMoOrb) y HacM4eHoMy MeTaHonoBoMYy amiaky (100mn) nepemiwyBanu npu KiMHaTHIN
TemnepaTypi y ctanesin 6om6i npoTarom 16 roguH. PeakLuiHy cymill BUNapwunm o CyXOCTi i OTPUMaHWA 3anmLuok
OUUCTUNN LUNAXOM dpriewws xpomartorpadpii Ha okenai antoMiHI0 3 BUKOPMCTAHHSIM PO3YMHHOI Cymili eTunauetaTty/n-
nponinosoro cnupTty/Boan (64/4/32 po 57/14/29%, Hwk4Min Wwap) Ak enoeHTy i oTpumanu npogykt 108 (1,7r).
MpoaykT 6yB 3MOYeHUi Ha ~5% eTUNoBUM CMIMPTOM Ta TAaKOX MaB He3HauHi JOMIlLKM aueTamiay. 'H AMP (300Mrw,
CDs0D): 61,87 (s, 0,86H, COCH3s, minor potamep (min)), 2,14 (s, 2,14H, COCHs, ronosHuiA potamep (maj)), 3,87 (d,
2H, Hs,J=6,59"y), 4,1-4,01 (m, 1H, Hs), 4,26 (d, 0,75H, J=4,12I'y, Hz, maj), 4,31 (t, 0,25H, J=3,8I"y, Hz min), 4,54 (t,
0,25H, J=4,1"uy, H2, min), 4,85 (dd, 0,75H, J=4,4 & 6,05y, H2, maj), 6,03 (d, 0,75H, J=6,04I"y, H+, maj), 6,81 (d,
0,25H, J=4,13"u, Hy, min), 8,69 (s, 0,75H, CsH, maj), 8,95 (s, 0,25H, CsH, min). EnemeHTHMin aHani3: C1oH1NOs: C,
42.10; H, 5,30; N, 24,55. 3HangeHo: C, 42,21; H, 5,19; N, 24,23.

Mpuknag 86

1-[(3',5'-0-(1,1,3,3-TeTpaizonponin-1,3-aucmunokcaHe anin)-4'-gpeokcn-4'-ayetamigo-B-D-pubodypaHoann}-1,2 4-
Tpmason-3-kap6bokcamig (109)

CycneHnsito 108 (0,7r, 2,45vmonb) y nipuguHi (15mn) obpobnanu 1,3-guxnopo-1,1,3,3-TeTpaizonponin-
ancunokcaHom (1,06mn, 3,31mMmornk) i nepemiwyBany npu KiMHaTHIM TemnepaTypi npotarom 16 roguH. PeakuinHy
cymiw obepexHo 3aracunu HacuyeHnm po3unHom NaHCOs (5mn) i po3basunu CH2Clz (100mn) . OpraHivyHui wap
BUAOINMNM, a BogHuK wap ekcTtparyBanu CHxCly (2x25mn). KomGiHOBaHWI oOpraHiYHWIi LWap NpoMunu BOJOH
(2x100mn) i conaHum po3umHom (100mn), Bucywmnn (NazSOs) i BuNapunmn. 3anuLLok CUMPOro NPOAYKTY OYMCTUMM
wnaxom cnew xpomatorpadii Ha cunikareni 3 BukopuctaHHam CHCI3/MeOH (100/0-98/2-95/5-90/10) sk entoeHTy i
oTpumanu 109 (0,7r, 54%). 'H SIMP (300Mru, CDCl3): 50,93-1,18 (m, 24H), 1,38 (m, 2H), 2,02 (s, 0,84H, COCH3, He
OCHOBHMWI poTamep (min)), 2,15 (s, 2,16H, COCH3, ronosHuin potamep (maj)), 3,83 (m, 1H, Hs) , 3,98-4,13 (m, 1H,



Hs), 4,33 (d, 0,34H, J=3,85I"4, H>msn), 4,42 (d, 0,66H, J= 4,674, H2, maj), 4,52 (dd, 0,34H, H4, min), 4,65 (dd,
0,66H, Hs, maj), 5,29 (t, 1H, J=4,97T"u, H3), 5,80 (bs, 0,66H, maj), 5,94 (bs, 0,34H, min), 5,99 (s, 0,34H, Hy, min),
6,40 (s, 0,66H, Hr,maj), 6,91 (bs, 0,66H, maj), 7,01 (bs, 0,34H, min), 8,37 (s, 0,66H, CsH, maj), 8,53 (s, 0,34H, CsH,
min).

Mpwvknag 87

1-[2"-O-(p-TonintioHocopmin)-3',5'-0-(1,1,3,3-TeTpaisonponin-1,3-amomnokcanegiin)-4'-geokcn-4'-avetamigo--
D-pubodpypaHoann]-1,2,4-tpuason-3«kapobokcamia (110)

Y posunmH 109 (0,6r, 1,138vmonb) y cymiwi CH2Cl2 (9mn) i nipnamny (1mn)  popgann  O-(p-
Tonin)TioHoxnopodgopmat (0,219mn, 1,42Mmorb) i peakuinHy cymill nepemilyBanu npu KiMHaTHIN TemnepaTypi
npotsarom 16 roguH. PeakuinHy cymiw 3aracunu HacuyeHnm podumHom NaHCOs (5mn) i posbasunu CH2Clz (100mn).
OpraHiyHuiA Wwap Buainunu, a BogHui wap exctparysann CH2Clz (2x25mn). KomGiHoOBaHW opraHiuHMi Wwap npommnm
Bogoto (2x100mn) i comsaHum posumHom (100mn), Bucywmnu (Na2SOs4) i BMNapumM. 3anuLLIOK CMpOro MPOAYKTY
ouncTMnM Wnaxom doriell xpomaTtorpadii Ha cunikareni 3 BukopuctaHHam CHCls/etunaueTtaty (100/0-95/5-90/10) sk
eneHTy | oTpumanu yictuin npoaykT 110 (0,35r, 45%). H AMP (300 Mry, CDCIs): 6 1,04-1,15 (m, 24H), 1,32 (m,
2H), 2,01 (s, 1H, COCHs, He ocHOBHUI poTamep (min)), 2,19 (s, 2H, COCH3s, ronosHui potamep (maj)), 2,35 (s, 3H,
CHs), 3,92 (m, 1H, Hs), 4,05 (m, 1H, Hs), 4,68-4,81 (m, 1H, Hs), 5,5 (t, 1H, J=6,05 & 5,224, Hz), 5,75 (bs, 0,66H,
maj), 5,88 (bs, 0,34H, min), 6,10 (d, 1H, J=4,67Tu, H2) 6,17 (s, 0,34H, H+, min), 6,54 (s, 0,66H, H+, maj), 6,87 (bs,
0,66H, maj), 6,96 (d, 2H, J=8,24 I'u, apomaTt-H), 6,98 (bs, 0,34H, min), 7,20 (d, 2H, J=8,24Iu), 8,40 (s, 0,66H, CsH,
maj), 8,68 (s, 0,34H, CsH, min).

Mpuknag 88

1-[(3',5-0-(1,1,3,3-TeTpaizonponin-1,3-amcnnokcaHeniin)-2' 4'-guaeokcv-4'-ayetamigo-B-D-pnbodypaHosnn]-
1,2,4-tpnason-3«apbokcamig (111)

PosuunH 110 (0,35r, 0,516Mmorb) y Tonyoni (20mn) npoaysanu aproHoM npoTarom 20 xBUMKH, a NoTiM 06pobum
2,2'-a306icizobytnpoHitpunom (0,084r, 0,516mmonb) i Tpubymntunrigpugom (0,274mn, 1,03Mmonb). PeakuinHy
CYMill KUN'aTMNK y konbi 3i 3BOPOTHUM XONOAUITBHUKOM MPOTAroM 3 roguH Nig CTPYMOM aproHy. PeakuiliHy cymiw
BUNApWIM [0 CyXOCTi i 3anuWoK CUMPOro MPOAYKTY o4McTvnM wnaxoM dnew xpomatorpadii Ha cwunikareni 3
Bukopuctanuam CHCls/etunaueTaty (100/0-90/10-70/3040/60-20/80-0/100) sk entoeHTy i oTpumanu npoaykT 111
(0,23r, 87%). H AMP (300MI'y, CDCIs): 8 0,95-1,15 (m, 24H), 1,24 (m, 2H), 2,0 (s, 0,9H, COCH3, He OCHOBHUMI
potamep (min)), 2,13 (s, 2,1H, COCH3s, ronosHun potamep (maj)), 2,36-2,58 (m, 1H, H2), 2,84 (m, 1H, H2), 3,74-3,92
(m, 2H, Hs), 4,11 (m, 0,66H, Hs, maj), 4,49-4,67 (m, 0,34H, Hs, min), 5,3 (m, 1H, Hz), 5,88 (bs, 0,66H, maj), 6,01 (bs,
0,34H, min), 6,14 (d, 0,34H, J=6,02I'y, Hy+ min), 6,54 (d, 0,66H, J=7,97Tu, Ht, maj), 6,89 (bs, 0,66H, maj), 7,03 (bs,
0,34H, min), 8,35 (s, 0,66H, CsH, maj), 8,55 (s, 0,34H, CsH, min).

Mpuknag 89

1-(2',4'-Onpeokcn-4'-avetamino-p-D-pnbodpyparosnn)-1,2,4-tpmason-3«kapbokcamig (112)

Po3unH 111 (0,23r, 0,45mmonb) B CH2Cl> (5Mn) obpobunu Ttpuetunamid Tpucrigpogropugom (0,29mn,
1,79MMorb) nNpu KiMHaTHIA TemnepaTypi. PeakuiiHy cymiw nepemiwyBanu npoTtaroM 48 rogMH npu KiMHaTHIN
TemnepaTypi. JIeTki KOMMNOHEHTN BMAANWUAN | 3aNULLOK OYUCTMNM LWNAXOM dorew xpomaTorpadii Ha cunikareni 3
BukopuctaHHam CHCIl3/MeOH (100/0-95/5-90/10) sk entoeHTy, BHaAcCnifoK 4oro otpumanu y4iactum npogykt 112
(0,08r, 66%). H aMP (300 Mru, CD30D): 5 1,95 (s, 0,36H, COCHa3, He ocHoBHUI poTamep (Min)), 2,16 (s, 2,64H,
CHs, ronoeHuii potamep (maj)), 2,51 (m, 1H, Hz), 2,87 (m, 1H, H2), 3,82 (m, 2H, Hs), 3,99 (t, 1H, J=6,87T1, H4), 4,44
(d, 1H, J=4,12lu, Hz), 6,54 (t, 1H, J=7,69I"y, H+), 8,63 (s, 0,88H, CsH, maj), 8,88 (s, 0,12H, CsH, min). EnemeHTHNA
aHania: C1oH1sNs04: C, 44,60; H, 5,62; N, 26,01. 3HangeHo: C, 44,71; H, 5,69; N, 25,98.

Mpuknag 90

Metn-2,3-O-i3onponinigeH-o.-D-nikconipaHosuna (115)

Y posunH meTtaHonosoi HCI [500mn, 0,5% w/v, akun npurotyBanu in situ wnaxom peakuii aueTunxnopuay (5mn,
70,37mmorb) 3 MeOH (CTyniHb BUCOKOedekTMBHOIT piaMHHOT XxpomaTorpadii Fisher)] gogarm D-nvkco3y (113, 100r,
666,66MMoOnb) i KuN'aTunu y konbi 3i 3BOPOTHUM XONMOAUINbHUKOM NpoTsiroM 5 roanH B atMocdepi N2. PeakuinHy
CyMill HenTpanisyBanu nonepenHbLo 06p06r|eHo+o1 ambepniToBoto ocHoBHot cvionoto IRA-410 (100,0r) npoTtsarom 10
XBUNWH Nig 4Yac nepemiwyBaHHa. Cwmony BigdinbTpyBanu i npomurm metaHonom (3x125mn). KombGiHoBaHi
npomuBarneHi piaMHu Bunapunu i otpumanu 6esbapsHui cupon meTun-f-O-nikconiparo3ngy (114, 110r, KinekicHnin
BUXiA), AKMIA BUKOPUCTOBYBANN Y HACTYMHIN peakuii 6e3 noaarnsLUoro O4YMLLEHHS .

MpumiTka:

MpuroTtyBaHHa nonepegHbo obpobneHoi Amberlite Resin IRA-410: Cmony obpobnsnu (100r) BogHum NaOH
(0,5M, 200mn) npotarom 15 xsunuH. lig 4Yac nepemillyBaHHA iNnbTpyBanu i NnpoMmBanu AgiOHI30BaHOK BOOOHO
(4x300mn) poku pH npomwuBanbHUX piavH He [OcCArno HeWTpanbHoro pH Ha nanepi. 3pelTolo cMony npomunu
6e3BogHMM MeOH (3x30mn) i ogpasy Bukopuctanu.

Y cycneHsito 114 (110r, 666,66mMmonb) y cymiwi 2,2-aumeTtokcunponany (400,0mn) i 6es3sogHoro aueToHy
(400,0mn) gogarm posunH (4M) HCI y giokcaHi (8,0mn) i peakuinHy cymiw nepemiwysanu npu 25°C npotarom 16
rogmH. TWX (50% eTtunauetat/CH2Cl2) BkadyBana Ha 3aBeplUeHHS peakuii. PeakuinHy cymil 3aracummM TBepauym
GikapboHaTom HaTpito (500mr) i BigdinbTpyBanu. PinbTpaTt BUNAPUIM | MACASIHUCTAI 3anULLIOK (POXEBUIN) OYUCTUN
wnsxom dcnew xpomartorpadii Ha cunikareni i3 3actocyBaHHam CHaClo/etmauetaty (100/0 go 80/20, 3 5%
NiaBULLEHHSM) SK entoeHTy | oTpumanu 115 (63,97 %, 87r, 3aransHuin BuxXig ans obox eTanis).

Mpuknag 91

Metun-4-a3npo-4-geokcn-2,3-O-izonponinigeH-p-L-pnbodypaHoang (116)

Y cymiw nipuguny (6,432vn, 79,9vmons) i aumeTtnnamiHonipugunny (105mr, 0,75mmons) y 6essogHomy CH2Cl2
(600mn) noBinbHO Aofasanu TpudgTopomeTaHocynbgoHoBuin aHrigpng (10,72mn, 65Mmone) npu -20°C. Cymiw
nepemiwysanu npu -20°C npotarom 5 xsunuH, notiMm goganu posyunH 115 (10,2r, 50mmonb) B CH2Clz (100,0mn) i
peakuivHy cymiw nepemiwysanu npu -20°C npotarom 15 xsunuH. TWX (15% etunaueTtaTt/rekcaH) BcasyBana Ha
3aBeplUeHHA peakuii. PeakuiHy cymiw Biunu y cymiw Boau i3 neogom (500mn) i Buainumm opraHiyHmi wap. BogHy



dasy ekctparyBanu CH2Cl2 (2x100mn). KombiHoBaHMA opraHiyHWiA Wwap npoMuiM Bogot (2x250Mn) i consHum
po3uuHoM (500mn) , Bucywmnu (NaSOs), Bunapunu i oTpymany NPOMBKHUIM NPOAYKT Tpudnaty y sumsAgi 6nigo-
XOBTOI CMONUCTOT TBEPAOT peyoBuHM (16r).

Po3unH BuwesragaHoro meTtun-4-(O-TpudtopomeTtaHcynbdoHin-2,3-O-izonponinigeH-B-D-nikconipaHo3ugy (16r)
B DMF (300mn) oxonogunu go 0°C. Oogamm a3ug niTito (12,5r, 255,6mMmonb) i nepemiwysanu npu 23°C npoTarom 3
roavH. PeakuinHy cymiw posbasunu tonyonom (200 mn) i netki KOMANOHEHTU BUMMAPUIU. 3anWLLOK PO3YNHUNMK Y
cymiwi CH2Cl2 (500mn) i Bogn (200mn). OpraHiyHui Wwap BUAINUAK i npoMum sogoto (2x250Mn), CoNnsHUM PO34UMHOM
(300mn), npomunu (NaSOs), Bunapunu i oTpumanu MacnsHUCTUMA 3anuiwok. BHacnigok Moro OYMLLEeHHs! LNAXOM
drew xpomatorpadii Ha cunikareni 3 BUKOpUCTaHHAM rekcaHy/etunaueTaty (100/0; 97,5/2,5 i 95/5) ak entoeHTy,
oTpuManu unuctmn asnmpo npoaykt 116 (5,74r, 50,2%). H amP (300Mru, CDCl3): & 1,38 (s, 3H, CH3), 1,55 (s, 3H,
CHs), 3,44 (s, 3H, OCH3), 3,7-3,9 (m, 3H), 4,03 (dd, 1H, J=6,32 & 3,85Iu), 4,49 (d, 1H, J=3,84I"u), 4,52 (m, 1H).

Mpuknag 92

N-Auetun-4-amiHo-4-geokcmu-2,3-O-izonponinigeH-B-L-Mmetun-pmbonipaHoang (117)

Y po3uvH BuLesragaHoro 116 (12,1r, 52,83mmornb) B MeOH (40,0mn) gogarm Pd/C (5% wiw, 1,2r) i peakuinHy
CymilWl peTenbHO cTpywysBanu B atmocdepi H2 (344, 7klMa (50 dyHTiB Ha KBagpaTHUM OIOVIM)) NpU KIMHATHIA
TemnepaTtypi npotarom 1 roanHn. TWIX (30% eTtunaueTtaT/rekcaH) BKkasyBana Ha 3aBeplUeHHs peakLuii. PeakuinHy
cymiw BiadiNbTpyBanu Kpisb Lwap 6GpoyHMinepuTy, inbTpaT BUNApuUnM A0 CYyxOCTi, BUNapunu pasom 3 TOIyorioM
(2x50 mn) i nipuguHom (2x25mn). Llen 3ammwok MoOTiM BMKOPMCTOBYBanM Yy HacTynmHiM peakuii 6e3 noganbLioi
OYUMCTKM.

Y BuwesragaHy cupy cymiw gogann DMAP (0,7r, 5,0mmorb), nipugvH (25,0mn, 310,55mMmorns) B CH2Cl
(250,0mn), a noTim auetaHrigpug (25,0mn, 265,0Mmornb) npu -5°C (6aHs 3 aueToHy i3 nbogom). Micns gogaBaHHSA
oxonoaxysarnbHy 6aHi0 BUAANUNu i peakuinHy cymiw nepemiwysanu npotarom 16 roguH. TILUX (100% eTtvnaueTtar)
BKa3yBana Ha 3aBeplueHHs peakuii. Joaanun MeOH (10,0mn) i Bunapunu neTki KOMAOHEHTU. 3anULLIOK PO3YUHUIN Y
CH2Cl> (300Mn) i Lei po3yuH noTim npoMusm Bofoto (2x200Mn) i conaHum po3unHom (200mn), Bucywmnmn (NazSO0sy) i
BUNapumm. 3anuwok ounctumm drew xpomaTtorpadieto 3 BUKOPUCTaHHAM eTunaueTaty/rekcany (Big 5/95 go 20/80
no 60/40 po 80/20) sk entoeHTy i oTpumanu npogyTt 117 (y kombGiHoBaHOMY Buxoadi 11,49r, 88,83%). H AmP
(300MrI'y, CDCI3): 6 1,34 (s, 3H, CHa), 1,51 (s, 3H, CH3), 1,99 (s, 3H, COCH3), 3,37 (t, 1H), 3,83 (dd, 1H, J=5,77 &
5,49"u), 4,01 (t, 1H, J=5,77 & 4,67Tu), 4,35 (t, 1H, J=5,5 & 4,67 T'ny), 4,40 (d, 1H, J=4,4Tu), 4,54 (m, 1H), 5,76 (bd,
1H, J=7,97Tu).

Mpuknag 93

1,2,3,5-Tetpa-O-auetmn-4-geokev-4-(auetamigo)-LpnbodypaHosa (118)

Po3unH 117 (8,9r) y cymiwi anctunsosaHoi Bogm i AcOH (1:1, 100mn) HarpiBarm npu 70-75°C npotarom 1,5
roanHn. TWX (100% eTtnnaueTaTt) BkasyBana Ha 3aBeplueHHs peakuii. Jogam abcontotHun EtOH (2x50mn) i
BUNApWIM pas3oM, BHACMIAOK YOro oTpuMarm Cyxvi TBepAWW 3armmiok. Y Ui TBepay PeyvYoBMHY Aofanu Cymilu
NbOAsHOI OUTOBOI KMcnoTu i auetaHrigpugy (100,0mn, 1:1) i oxonogunu go 0°C (6aHa 3 Boam i3 nbogom), NoTiM
06pobunm koHueHTpoBaHot HaSO4 (1,0mn) . Peakuinny cymiw nepemiwysanu npu 0°C npoTsirom 30 XBUMH, @ NOTiM
yTpumysanu npu 4°C npotarom 2 gHiB. PeakujnHy cymiw o6pobnanu 6e3sogHum NaOAc (10,0r) i nepemiwysanu npu
KiMHaTHIn TemnepaTypi npotarom 30 xBunuH. MoTiM peakuiiHy cymill BAMAM Y cyMiw BoAM i3 rmbogoMm (400mn) i
ekctparysanm CH2Cl2 ((2x250mn). Kom6iHoBaHMIN opraHiuyHui wap npoMumnm Boaotko (2x500mn) i CONSHUM pO3UYnHOM
(400mn) , Bucywmnu (Na2SQs) i Bunapunu. OTpumMaHnii CMpun NPOAYKT OYUCTUNN LWNAXOM drniew xpomaTorpadii i3
3acTocyBaHHAM eTunaueTaty/rekcaHy (25/75 po 50/50) sk entoeHTy i otpumanu 118, (6,6r, 50,67%). 'H amP
(300Mruy, CDCla3): 8 2,0-2,12 (m, 15H, 5xCOCHz3, 4,18-4,51 (m, 3H) , 5,33-5,36 (m, 1H), 5,45-5,55 (m, 1H), 6,36 (s,
0,75H), 6,55 (d, 0,25H, J=5,22I'yy).

Mpwknag 94

MeTun-1-(2',3",5'-Tpnauetmn-4'-geokcm-4'-auetamigo--L-pubodypaHosmnn)-1,2,4-tpuason-3-«kapbokcmnat (119)

CycneHsito metun-1,2,4-tpnason-3«kapbokcunat (1,022r, 8,05mMmonb) Ta cynbdaty amodito (100mr) B
rekcameTunamcunasai (20mn) kun'stunu y konbi 3i 3BOPOTHUM XONOAMMbHMKOM NpoTAroMm 2,5 roavH B atmocdepi
N2. JleTki KOMMNOHEHTU BUMAPUIM, a 3arMLLOK cycrieHayBanu y 1,2-guxnopoeTtaHi (50mn). Voro notim oBpo6unu
po3uuHoMm 118 (2,513r, 7Mmonb) B 1,2-guxnopoeTaHi (50mn). Y peakuinHy cymiw noTim goganu gumnsaymin SnCly
(0,94mn, 8,05mMmornb) npu 0-5°C (Gana 3 Boaw i3 nbogom). PeakuiiHy cymilw nepemiwyBanu npu KiMHaTHIA
TemnepaTtypi npotarom 1 roguHu. Peakujio o6epesxHo 3aracunu HacuyeHnm po3uHoM NaHCOsz (50mn) i po36asunu
CH2Cl2 (200mn) . Cymiw BigginbTpyBanum kpisb wap 6poyHmineputy (5r) i npomumm CH2Clz (100mn) . OpraHivynui
wap dinbTpaTy BUAiNUnuM, a BogHuin wap ekcrparysanu CH2Clz (2x100mn). Kom6iHoBaHWIA opraHiuHnia Lap npoMunn
Bogot (2x300mn) i consgHum po3umHom (500mn) , Bucywmnu (Na2SOs) i Bunapunu. Cupuin  3anuiiok
nepekpucTanisyBanu i3 etunauetaty (40mn) i oTpumanu yictun npoaykt 119 i3 Ha3eoto y 3aronosky (1,8r, 60,36%).
'H AMP (300MIy, CDCls): 62,03-2,14 (m, 12H, 4xCOCHs3), 3,93 (s, 3H, OCH3), 4,2 (m, 1H, Hs), 4,41 (m, 2H, Hs &
Hs), 5,64 (d, 1H, Hs, J=4,67Ty), 6,16 (t, 1H, H2, J=4,95 & 5,77T'y), 6,27 (d, 1H, H¢y, J=6,05I"u), 8,46 (s, 0,86H,
ronosHui potamep, CsH), 8,60 (s, 0,14H, He ocHoBHMIN poTamep, CsH). EnemeHTHWIA aHani3: C17H2N4Oq: C, 47,89;
H, 5,20; N, 13,14. 3HanpgeHo: C,47,77; H,5,49; N, 13,04.

Mpuknag 95

1-(4'-Oeokcu-4'-auvetamigo-p-L-pubodypaHosun)-1,2,4-tpmason-3«apbokcamia (120)

Po3umH 119 (3,261, 7,65MMoOrb) y HacuyeHoMy MeTaHonoBoMmy amiaky (100mn) nepemiwwyBany nNpu KiMHaTHIA
TemnepaTypi npotarom 16 roguH. PeakuiiHy cymill BUNapunM OO0 CyXOCTi, @ 3aMLOK OYUCTUNN LUMAXOM dhneLl
xpomaTtorpadii Ha OKCvAI anioMiHil0 3 BUKOPUCTAHHAM PO34YMHHOI CyMilli eTunaueTaTy/n-nponinoBoro cnupTy/BOAu
(HWKuMit Wwap, 64/4/32-57/14/29%) i oTpumanu npoaykT 12.0 (1,7r, 77,98%). 'H AMP (3001 MIy, DMSO-de+D20): &
1,64 (s, 0,75H, COCHs3, He ocHoBHMI poTamep (min)), 2,0 (s, 2,25H, COCHs, ronosHun potamep (maj)), 3,84-3,54
(m, 3H, H.#, & Hs), 4,1 (m, 1H, H.3), 4,32 (t, 0,25H, J=4,4 Ty, H.2, min), 4,56 (t, 0,75H, J=4,2I'y, H.>, maj), 5,82 (d,
0,75H, J=6,32I"u, H.1, maj), 6,01 (d, 0,25H, J=4,4I"4, H.+, min), 8,74 (s, 0,75H, CsH, maj), 8,96 (s, 0,25H, CsH, min).).
EnemeHTHUM aHani3: C1oH1sNs0s: C,42,10; H, 5,30; N, 24,55; 3HanageHo: C,42,44; H,5,49; N, 24,69.



Mpuknag 96

1-[(3',5-0-(1,1,3,3-TeTpaisonponin-1,3-amcunokcaneniin)-4'-neokem-4'-auetamigo-p-L-pnbodyparHosnn}-1,2,4-
Tpmnason-3-kapbokcamig (121)

Cycnensito 120 (0,75r, 2,63mmornb) B nipugudi  (15mn) obpobunu 1,3-guxnopo-1,1,3,3-TeTpaizonponin-
ancunokcaHom (1,09mn, 3,42vmornk) i nepeMillyBany npu KiMHaTHI TemnepaTypi npoTtarom 16 roauH. PeakuinHy
cymiw obepexHo 3aracunu HacuyeHnm po3unHom NaHCOs (5mn) i po3dasunu CH2Cl2 (100mn) . OpraHiyHmi wap
BUAinMnu, a BogHuni wap ekcrtparysanun CH2Clz (2x25mn). KomGiHOBaHWI oOpraHiyHWi LWap NpoOMUnn BOLOH
(2x100mn) i consHum posumHom (100mn) , Bucywmnu (Na2SO04) i Bunapunu. Cupuid 3anuiiok, SKMn oTpumarnu,
ouncTunu Wnsixom cnew xpomaTtorpadii Ha cunikareni 3 BukopuctaHHam CHCIl/MeOH (100/0-98/2-95/5-90/10) sk
enoeHTy i oTpumanu npoaykt 121 (0,75r, 54%). H amP (300Mry, CDCls): 6 0,93-1,17 (m, 24H), 1,37 (m, 2H), 2,01
(s, 1H, COCHs, He ocHoBHUI poTamep (min)), 2,14 (s, 2H, COCHas, ronosHun potamep (maj)), 2,98 (s, 0,34H, OH,
B3aeMo3aMiHHWA, min), 3,34 (s, 0,66H, OH, maemo3aminHun, maj), 3,78-3,84 (m, 1H, Hs), 3,974,14 (m, 2H, Hs &
Hs), 4,33 (d, 0,34H, J=4,12l"u, H2, min), 4,41 (d, 0,66H, J=4,95I"4, H>, maj), 4,52 (m, Hs, min), 4,65 (m, Hz, min),
5,28 (t, J=4,95I'y, Hz, maj), 5,80 (s, 0,66H, B3aemozaminHuin, maj), 5,95 (s, 0,34H, B3aemo3aminHuMi, min), 5,97 (s,
0,34H, Hy, min), 6,39 (s, 0,66H, Hy, maj), 6,89 (s, 0,66H, B3aemosamiHHnin, maj), 7,00 (s, 0,34H, B3aemo3amiHHWNA,
min), 8,37 (s, 0,66H, CsH, maj), 8,52 (s, 0,34H, CsH, min).

Mpwvknag 97

1-[2'-O-(p-TonyointioHodopmin)-3',5'-0-(1,1,3,3-TeTpaizonponin-1,3-ancmnokcaHe anin)-4'-geoken-4'-aue ramigo-
B-L-pnbodpypaHosunn]-1,2,4-tpnason-3-kapbokcamig (122).

Y posunmH 121 (0,65r, 1,23mmonb) y cymiwi CH2Cl2 (9mn) i nipuanHy (1mn) pogamm  O-(p-
Tonin)tioHoxnopodgopmat (0,285mn, 1,85Mmonb) i peakuiiHy cymilwl nepemiwyBanu npu kKiMHaTHIn TemnepaTypi
npotarom 16 roamH. PeakuinHy cymiw 3aracunu HacnyeHum po3ddmHoMm NaHCOs (5mn) i posbasunm CH2Cl2 (100mn) .
OpraHiyHniA wap Buganumm, a BogHuh wap ekctparysann CH2Cl2 (2x25mn). KomGiHoBaHWIA OpraHiyHuiA wap
npomunu Bogot (2x100mn) i consHum posunHom (100mn), Bucywmnu (Na>SOs) i Bunapwunu. 3anuiuok cuporo
NPOAYKTY, SKWWA OTpumanu, ouMcTMnu wWnsaxom dnew xpomaTtorpadii Ha cunikareni 3 BUKOPUCTAHHAM
CHCls/etunaueTtaty (100/0 -95/5 - 90/10) aik entoeHTy i oTpumanu npogykt 122 (0,33 r, 39,52%). *H AMP (300 M,
(CDCl3): 6 0,92-1,15 (m, 24H), 1,29 (m, 2H), 2,01 (s, 1H, COCH3s, He ocHoBHWI poTamep (min)), 2,19 (s, 2H, COCHzs,
ronoBHui potamep (maj)), 2,35 (s, 3H, CHa), 3,92 (m, 1H, Hs'), 4,07 (m, 2H, H4 & Hs), 4,68-4,8 (m, Hz, min), 5,50
(m, Hz, maj), 5,7 (s, 0,66H, B3aemo3aminHuiA, maj), 5,82 (s, 0,34H, BzaemosamiHHui, min), 6,10 (d, 1H, J=4,94Ty,
H2), 6,17 (s, 0,34H, Hy, min), 6,54 (s, 0,66H, Hy, maj), 6,70 (s, 0,34H, B3aemozamiHHuUn, min), 6,86 (s, 0,66H,
B3aeMo3aMiHHWA, maj), 6,96 (d, 2H, J=8,52I'y, apomat-H), 7,21 (d, 2H, J=8,24 'y apomart-H, 8,40 (s, 0,66H, CsH,
maj), 8,69 (s, 0,34H, CsHA, min).

Mpuknag 98

1-[(3',5"-0-(1,1,3,3-TeTpaizonponin-1,3-gucunokcaHenuin)-2' 4'-Anageokcn-4'-ayetamigo-B-L-pmbocypaHosnnl-
1,2,4-Tpnason-3«apbokcamig (123)

Po3unH 122 (0,325r, 0,48mmorb) B Tonyoni (20mn) npoayeBanu aproHoM npotaroM 20 xBUnuH. Y po3unH goganm
2,2'-a3o6icizobytupoHnitpun (0,078r, 0,48mmonb) i rigpng TpubytMntnHy (0,25mn, 0,96mmonb). PeakuiiHy cymiw
Kun'atmnu y Konbi 3i 3BOPOTHUM XONOAUMBHUKOM MpOTAroM 6 rogvMH B yMOBax CTpyMY aproHy. PeakuiiHy cymiw
BMNapuUM A0 CYXOCTi i CUPUIN 3aNULLOK OYUCTUNU LWASXoM doriell xpomaTtorpadii Ha cunikareni i3 3acTocyBaHHAM
CHClsletunauetaTty (100/0-90/10-70/30-40/60-20/80-0/100) sk entoeHTy i oTpumanu 123 (0,22r, 89,68%). H AMP
(300Mry, (CDCla3): 8 0,92-1,15 (m, 24H), 1,28 (m, 2H) , 2,0 (s, 0,66H, COCH3s, He ocHOBHWI poTamep (Min)), 2,13 (s,
2,34H, COCHgs, ronosHumn potamep (maj)), 2,36-2,58 (m, 1H, Hz.), 2,85 (dd, 1H, J=13,73 & 7,414, H2), 3,74-4,09 (m,
3H, Hs & Hs), 4,49-4,67 (m, Hz, min), 5,30 (m, Ha, maj), 5,83 (s, 0,8H, B3aemosamiHHMI, maj), 5,94 (s, 0,2H,
B3aemMo3aMiHHWA, min), 6,14 (d, 0,2H, J=6,05I'y, Hy, min), 6,54 (d, 0,8H, J=8,24I'y, H+, maj), 6,89 (s, 0,8H,
B3aemMo3daMiHHWA, maj), 7,04 (s, 0,2H, B3aemosaminHnin, min), 8,35 (s, 0,8H, CsH, maj), 8,55 (s, 0,2H, CsH, min).

Mpuknag 99

1-(2',4"-Onpeokcn-4'-auetamino-p-L-pubodypaHosun)-1,2,4-tpuason-3«apbokcamia (124)

Posunn 123 (0,2r, 0,39vmmonb) B CH2Cl2 (5mMn) o6pobumm TpuetunamiH Tpuc-rigpodtopugom (0,25mm,
1,56Mmornb) Npu KiMHaTHIM TemnepaTypi. PeakuinHy cymiw nepemiwysanu npotarom 48 roavH, a netki KOMNOHEHTU
BUNAPWIM OO0 CYXOCTi. 3anuoK O4YUCTUNM LWNSXoM dnew xpomaTtorpadii Ha cwurnikareni 3 3acToCyBaHHSM
CHCI3y/MeOH (100/0-95/5-90/10-85/15) sik enoeHTy i oTpumanu 124 (0,08r, 66%). 'H AMP (300Mu, CD30D): & 1,95
(s, 0,36H, COCHs3, He ocHoBHUMIA poTamep (min)), 2,16 (s, 2,64H, COCHs, ronoeHuit potamep (maj), 2,51 (m, 1H, Hz2),
2,87 (m, 1H, H2), 3,82 (m, 2H, Hs), 3,99 (t, 1H, J=6,87Tu, Hs), 4,44 (d, 1H, J=4,12Tu, H3), 6,54 (t, 1H, J- 7,69 u, Hy),
8,63 (s, 0,88H, CsH, maj), 8,88 (s, 0,12H, CsH, min). EnemeHTHMIA aHani3: C1oH1sNs04: C, 44,60; H, 5,62; N, 26,01.
3HanpgeHo: C, 44,69; H,5,71; N, 26,10.

Mpuknag 100

1-(2',3",5"-Tpun-O-auetnn-4'-geokcun-4'-auetamigo-p-L-pnbodypaHosmn)mmiun (125)

CycneHsito TuMiHy (1,26r, 10MMorb) i cynbdaTy amoHito (126Mr) B rekcametungucunasati (25mn) kun'atunum y
konGi 3i 3BOPOTHMM XONOAWSBHMKOM NpoTArom 5 roamH B atMocdepi N2. PeakuiiHy cymill Bunapwunm oo cyxocTi i
3anuwok cycrnieHayeBanu y 1,2-guxnopoeTtaHi (50mn). doganu po3unH 118 (2,513r, 7Mmornb) B 1,2-guxnopoeTaHi
(50mn), a notim ammnaumi SnCls (1,17mn, 10mmonb, 1,42 eksiBaneHT) npu 0-5°C (6GaHa 3 BOAM i3 NbOAOM).
PeakuiiHy cymilw nepemillyBanu npu KiMHaTHIA TemnepaTypi npoTsrom 1 roguHu. PeakuiiHy cymiw obepexHo
3aracunu HacmyeHum posdnHoMm NaHCOs (50mn) i pos6asunm CH2Cl (200mn) . Cymiw chinbTpyBanm Ha Lapi
6poyHmineputy (5r) i npomunu CH2Clz2 (100mn) . OpraHiyHui wap dinbTpaTy BUAINUAN, @ BOAHMI LWap ekcTparyBanmm
CH2Cl2 (2x100mn). Komb6iHoBaHMI opraHivHMi wap npomunu sBogoto (2x300mn) i consHum posunHom (500mn),
Bucywmnn (NaxS0s) i Bunapunm. OTpMMaHUn 3anNMULLIOK OYMCTUNN LWNAXoM cpnew xpomatorpadii Ha cunikareni 3
BukopuctaHHsam CHClsz/aueTtoHy (95/5-90/10-85/15-80/20) sik entoeHTy i oTpuManu Ymctuii npoaykT 125 i3 3aronoeky
(2,9r, kinbkicHuit). 'H AMP (300 My, (CDCla): & 1,89-2,2 (m, 15H, 4XCOCH; & CsCH3, 4,08 (m, 0,5H, Hs), 4,37-4,56
(m 2,5H, A4 & Hs), 5,32 (m, 0,5H, Hz), 5,47 (m, 1,5H, H> & H3), 6,15 (m, 0,5H, H+), 6,37 (d, 0,5H, J=6,6"u, H+), 7,16



(s, 0,5H, CeH), 7,44 (s, 0,5H, CeH), 9,02 (s, 0,5H, NH, BzaemoszaminHuin), 9.20 (s, 0,5H, NH, B3aemosamiHHWiA).

Mpwknag 101

1-(4'-Oeokcun-4'-auvetamigo-B-L-pnbodypaHosnn)tmmin (126)

PosunH 125 (3,1r, 7,29MMoOnb) y HacMyeHoMy MeTaHOMoBOoMY amiaky (100mn) cTpywysanu npu KiMHaTHIN
TemnepaTypi B cTanesin 6ombi npotarom 16 roguH. CtaneBy 6om6y oxonoamnu go 0°C, Bigkpwunu i Bunapunu oo
CyXOCTi. 3anuLIoK o4YMCTUNM WnsxoM duew xpomatorpadiii Ha cunikareni 3 3actocyBaHHaM CHCIly/MeOH (95/5-
90/10-85/15) sik €MloeHTY | OTpUManu NpoaykT 126 i3 Ha3Bolo y 3aronoeky (1,72, 78,86%). "H AMP (300Mrw, (D MSO-
de+D20): 6 1,70 (s, 1,35H, COCH3s, He ocHoBHWIn poTamep (min)), 1,73 (s, 1,35H, CsCH3), 1,77 (s, 1,65H, CsCHa),
1,98 (s, 1,65H, COCHA3, ronosHun potamep (maj), 3,95-3,57 (m, 4H, Hz, Ha & Hs), 4,13 (t, 0,55H, J=4,67T"u, H2,
maj), 4,20 (dd, 0,45H, J=4,4T"u, H2, min), 5,72 (d, 0,45H, J=6,6I"u, Hy, min), 5,88 (d, 0,55H, J=5,77T"u, H+1, maj), 7,68
(s, 0,45H, CeH, min), 8,00 (s, 0,55H, CeH, maj). EnementHnin anania: C12H17N3Oe: C, 48,16; H, 5,73; N, 14,04.
3HanpgeHo C, 48,23; H, 5,81; N, 14,29.

Mpuknag 102
1-[(3',5-0-(1,1,3,3-TeTtpaisonponin-1,3-acunokcaneiin)-4'-neokcm-4'-auetamigo-p-L-pnbodypaHosnn]tmumiH
(127) & 1-[(2',3'-0-(1,1,3,3-TeTpaisonponin-1,3-aucunokcaneiin)-4'-gnaeokcun-4'-aueramigo-L-

pubodypaHosunnjtmin (128)

CycneHnsito 126 (1,72r, 5,75mmonb) B nipuavHi (25mMn) obpobnanu 1,3-guxnopo-1,1,3,3-TeTpaizonponin-
ancunokcaHom (2,75mn, 8,59vmornk) i nepemiwyBanu npu KiMHaTHIA TemnepaTypi npoTsroM 16 roanH. PeakuiriHy
cymiw obepexHo 3aracnnu HacudeHum posyunHoMm NaHCO; (5mn) i posdasunu CH2Cly (100mn). OpraHiyHmi wap
BUAOINMNM, a BogHuMh wap ekctparyBanu CHCly (2x25mn). KomGiHOBaHWI oOpraHibyHWIi Lap NpoMuUnu BOJOH
(2x100mn) i comAHMM posynHom (100mn), Bucyumnm (NazxSO4) i Bunapunu. Cupuii 3asmMLLIOK OYUCTUMK LLNSXOM
dnew xpomatorpadii Ha cunikareni 3 BUKOPUCTaHHAM rekcaHy/etunaueTaty (90/10-80/20-60/40-20/80-0/100) sk
€MeHTyY | oTpUManu Cymill Hepo3aiNbHUX AINAHOK i3oMepHUX npoaykTiB 127 & 128 (2,15r, 69%). 'H AMP (300Mrw,
(CDCl3): 6 1,0 (m), 1,9-2,13 (m), 3,79-4,13 (m), 4,3-4,47 (m), 4,74 (d), 5,075,21 (m), 5,47 (s), 5,84 (s), 5,93 (d,
J=3,3T"y), 7,20 (s), 7,40 (s), 7,53 (s), 7,78 (s), 8,88 (s), 9,13 (s), 9,67 (s).

Mpuknag 103

1-[2"-O-(p-TonintioHodopmin)-3',5'-0-(1,1,3,3-TeTpaisonponin-1,3-gucmnokcaHediin)-4'-geokcu-4'-auetamigo-p-
L-pnGodhypaHo3un]TMmiH (129) & 1-[6"-O-(p-TonintioHodopmin)-2',3'-0-(1,1,3,3-TeTpaizonponin-1,3-
auncunokcanepiin)-4'-neokcn-4'-auetamigo-B-L-pnbodypaHosunjtumiy (130)

Y cymiw 121 i 128 (2r, 3,69mmonb) B nipuamHi (20mn) gogam O-(p-tonyoin)tioHoxnopodopmart (0,712mn,
4,43MMOrMb) | peakuiHy Cymill nepemillyBanu nNpu KiMHaTHIM TemnepaTtypi npotarom 16 roguH. PeakuiiHy cymiw
3aracunu HacudeHrm po3yumHom NaHCOsz (5mn) i po3basunu CH2Cl2 (100mn). OpraHiunuii Wwap BUAIMMAK, a BOOHUMA
wap ekctparyganu CH2Cl2 (2x25mn). KombiHoBaHMI opraHiyHum wap npomunu Bofdot (2x100mn) i consHum
po3uuHom (100mn), Bucywmnu (Na2S0s) i Bunapunu. Cvpnii 3anuLLoK o4MCTUNK WNsaxoM cnew xpomaTorpadii Ha
cunikareni 3 BUMKOPUCTaHHAM rekcaHy/etunauetaty (90/10-80/20-70/3040/60) sk entoeHTy i oTpumanu Oinbu
weuakm npoaykT (0,9r) i nosinbHiwmi npoaykT (0,8r).

KomGiHoBaHMI BUXiA OBOX MPOAYKTIB cTaHOBMB 1,71 (66,54%). AHani3 H amP OBOX NPOAYKTIB BKa3yBaB Ha Te,
L0 MOBINbHILNIA NPOAYKT 6yB 129, a GinbLu WBMAKKUA NpoaykT 6y 130. 129: 'H AMP (300My, (CDCla): & 0,98-1,06
(m, 24H), 1,89 (s, 3H, CH3s), 2,00 (s, 2H, COCHs, ronosHun potamep,(maj)), 2,25 (s, 1H, COCHzs, He OCHOBHUI
poTamep,(min)), 2,34 (s, 3H, CH3), 3,85-4,03 (m, 2H, Hs), 4,38-4,80 (m, 2H, Hz & Hys), 5,3 (m, 0,24H, H>, min), 5,7
(m, 0,76H, H>, maj), 6,01 (s, 1H, H¢), 6,95 (d, 2H, J=8,52I'y, apomaT-H), 7,20 (d, 2H, J=8,52I'y4, apomaT-H), 7,35 (s,
0,24H, CeH), 7,57 (s, 0,76H, CeH), 8,23 (bs: 0,24H, NH, B3aemo3aminHuin), 8,64 (s, 0,76H, NH, BzaemosamMiHHWNR).
130: "H AMP (300Mru, (CDCls): 5 1,00-1,06 (m, 26H), 1,87 (s, 3H, CHa3), 2,02 (s, 2,4H, COCH3, ronoeHuii potamep,
(maj)), 2,22 (s, 0,6H, COCHs, He ocHoBHUMIA poTamep, (min)), 4,22-4,5 (m, 3H, Hs & Hs), 4,88 (m, 1H, Hz), 5,22 (m,
1H, H2), 6.01 (d, 1H, J=3,02I'y, Hy) , 6,94 (d, 2H, J=8,24T"y, apomaT-H), 7,21 (d, 2H, J=8,52 'y, apomaT-H), 7,78 (s,
1H, CeH), 8,38 (bs, 0,16H, NH, B3aemo3amiHHuin, min), 8,44 (s, 0,84H, NH, B3aemosamiHHu1Ii, maj).

Mpuknag 104

1-[(3',5'-0-(1,1,3,3-TeTpaizonponin-1,3-aucmunokcaHegiin)-2',4'-gpuaeokcn-4'-aLetamigo-p-L-
pubodypaHosunnitmmin (131)

Po3unH 129 (0,74r, 1,070mmorb) B Tonyoni (25mn) npogyBany aproHoM npotaroM 20 xBUnuH. Y po3ynH gogamm
2,2'-azobicizobytnponitpun (0,174r, 1,074mmonb), a notim TpubytunTiHrigpug (0,56mn, 2,113mmonb, 2eksuB.).
PeakuiiHy cymiw kun'atunu y konbi 3i 3BOPOTHUM XONOAWUIIbHUKOM MpPOTAroM 6 rogwH y cTpymi aproHy. JleTki
KOMMOHEHTN BUMapWnn, a CUPUIN 3aMLLOK OYUCTUIM WnaxoM durell xpomaTorpadii Ha cunikareni 3 BUKOPUCTaHHSM
rekcaHy/etunaueTtaty (100/0-90/10-80/20-70/30-60/40) sk entoeHTy, BHacnigok yoro otpumanu 131 (0,45r, 80,03%).
'H AMP (300MI L, CDCla): & 0,98-1,06 (m, 24H), 1,26 (m, 2H), 1,90 (s, 3H, CHa), 1,97 (s, 2,25H, COCHs, ronoeHuit
potamep, (maj)), 2,17 (s, 0,75H, COCHs, He ocHoBHUIA poTamep, (msn)), 2,2-2,4 (m, 1,5H, Hz), 2,65 (m, 0,5H, Hz) ,
3,67 (m, 1H, Hs), 4,0 (m, 1H, Hs), 4,32 (m), 4,64 (1, 1H, Hs), 5,12 (m, 1H, H3), 5,71 (m, 0,15H, H+, min), 6,05 (m,
0,85H, J=6,05T'y, H¢y, maj), 7,33 (s, 0,15H, CeH, min), 7,53 (s, 0,85H, CeH, maj), 8,23 (bs, 0,15H, NH,
B3aemo3aMiHHuM, min), 8,76 (s, 0,85H, NH, B3aemo3saminHui, maj).

Mpuknag 105

1-(2',4'-Onpeokcn-4'-avetamino-p-L-pubodypaHoaun]mmmin (132)

Po3unH 131 (0,38r, 0,72mmons) B CH2Cl2 (10Mn) obpobunu tpuetunamid Tpuc-rigpocpropmaom (0,585mn,
3,6mMMorb) Npu KiMHaTHIN TemnepaTypi. PeakuinHy cymill nepemiwysany NnpoTarom 48 roavH i BUNapunm Ao CyxocCTi.
3anuwok oumcTnnu wnsixom cnew xpomaTtorpadii Ha cunikareni 3 BukopuctaHHsim CHCI/MeOH (100/0-97/3-94/6-
90/10) sik entoeHTy | oTpUManu cronyky 132 i3 Ha3eolo y 3aronoeky (0,19r, 92,75%). 'H AMP (300Mr 1, CD3OD): &
1,83 (s, 1,35H, CsCH3), 1,86(s, 1,65H, CsCH3), 1,95 (s, 1,35H, COCHg3, He ocHoBHWI poTamep (min)), 2,18 (s, 1,65H,
COCHg3, ronosHui potamep (maj)), 2,37 (m, 2H, H2), 4,05-3,73 (m, 3H, Hs & Hs), 4,32 (d, 0,55H, J=3,85I"y, H3, maj),
4,36 (bs, 0,45H, Hz, min), 6,26 (t, 0,45H, J=8,2I'y, H+ min), 6,49 (t, 0,55H, J=7,4T"u, Hy, maj), 7,70 (s, 0,55H, CeH,
maj), 8,18 (s, 0,45H, CeH, min). EnemenTHMi aHanis: C12H17N30s.1/2H20: C, 49,31; H, 6,21; N, 14,38. 3HangeHo C,



49,49;H,6,43; N, 14,51.

Mpuknag 106

1-[(2',3'-0-(1,1,3,3-TeTpaizonponin-1,3-aucmnokcaHegiin)-5', 4'-nnpoeoken-4'-auetamigo-p-L-
pnbodypaHo3un]tmmin (133)

Po3unH 130 (1,35r, 1,954mmornb) B Tonyoni (40mMn) npogyBanu aproHoMm npoTsroM 20 xBUNWH. Y LIEW pO34uH
poganu 2,2'-asobicizobytmporitpun (0,32r, 1,954mmonsb) i TpubymmnmmHrigpmg (1,035mn, 3,905Mmorns). PeakuinHy
CyMil KuN'aTmnn y konbi 3i 3BOPOTHUM XONOAUNBHUKOM NpoTsarom 1,5 roavH nig cTpymMoM aproHy. PeakuinHy cymiw
BMNaApuUiM [0 CYXOCTi. 3anuLiok ouvMcTMnM wWwnaxom dnew xpomatorpadii Ha cunikareni 3 BUKOPUCTaHHAM
rekcaHy/eTunaueTaty (100/0-90/10-80/20-70/30-60/40) sk emtoeHTy i oTpumamm 133 (0,7r, 68,24%). 'H AMP
(300Mry, (CDCl3): 8 0,98-1,05 (m, 24H), 1,24 (m, 2H), 1,46 (d, 1,2H, Hs, He ocHoBHMIA poTamep(min), 1,52 (d, 2,8H,
J=6,9I"y, Hs, ronosHun potamep(maj), 1,89 (s, 1,2H, COCHs, min), 1,93 (s, 3H, CHa), 2,09 (s, 2,8H, COCH3, maj),
3,86 (m, 0,6H, Hs, maj), 3,98 (m, 0,4H, Hs, min), 4,12-4,36 (m, 1H, Hz), 5,18 (m, 1H, Hz), 5,30 (d, 0,6H, J=6,05I"u,
H+, maj), 5,98 (d, 0,4H, J=3,57T"y, Hr, min), 6,99 (s, 0,4H, CeH, min), 7,08 (s, 0,6H, CeH, maj), 8,53 (bs, 0,6H, NH,
B3aemo3aMiHHUI, maj), 8,66 (bs, 0,4H, NH, B3aemosaminHuMiA, min).

Mpuknag 107

1-(5',4"-Onpeokcn-4'-auetamino-p-L-pubodpypaHosun)tmmin (134)

Po3unn 133 (0,6r, 1,14mmorb) y CHoCl2 (20mMn) o6poburm TpuetunamiH Tpuc-rigpodropugom (0,558wmm,
3,42mMmorb) Npu KiIMHaTHIM TemnepaTypi. PeakuivHy cymill nepemillyBanu npu KiMHaTHIN TemnepaTypi npotsarom 20
FOAMH, a NeTKi KOMMOHEHTV BUNapunM Ao CyxoCTi. 3anvLoK o4ncTUnu Wwnsaxom dnew xpomatorpadii Ha cunikareni 3
BUKOpUCTaHHsM CHCly/MeOH (100/0-97/3-94/6-90/10) sik entoeHTy i otpumarm 134 (0,2r, 61,83%). 'H SMP
(300Mr'y, CD30OD): & 1,40 (d, 0,36H, J=6,87Tu, Hs, He ocHoBHUI poTamep (min)) , 1,48 (d, 0,64H, J=6,87Tu, Hs,
ronosHmin potamep (maj)), 1,87(s, 1,08H, CsCHa), 1,91 (s, 1,92H, CsCH3), 1,91 (s, 1,08H, COCHs, min), 2,09 (s,
1,92H, COCHgs, maj), 3,84-4,09 (m, 2H, Hz & H¢), 4,33 (m, 0,36H, H2, min), 4,67 (m, 0,64H, H2, maj), 5,71 (d, 0,64H,
J=6,87T'u, Hv, maj), 6,08 (d, 0,36H, J=5,77T'u, Hr, min), 7,21 (s, 0,36H, CeH, min), 7,27 (s, 0,64H, CeH, maj).
EnemenTHUI aHani3: C12H17N30s: C, 50,88; H, 6,05; N, 14,83. 3HanaeHo C, 50,91; H, 6,23; N, 14,91.

Mpwknag 108

1-(2',3",5"-O-Tpunauetun-4'-geokcn-4'-auetamigo-p-L-pubodypaHosun)-6-asaypaumn (125)

CycneHsito 6-azaypauuny (0,909r, 8,05Mmornb) i cynbgaTy amoHito (100Mr) B rekcameTungucunasadi (20mn)
KUN'aTvnu y Kosibi 3i 3BOPOTHUM XOJOAMIbHUKOM NPOTArom 2 rogvH B amocdepi No. PeakuiviHy cymiw Bunapunu o
CYXOCTi, @ 3anuuwok cycneHgysanu y 1,2-guxnopoetaHi (50mn). Y uel po3yvH, WO nepemillysanu, 4ogann po3yuH
118 (2,513r, 7mMmmonb) B 1,2-auxnopoeTtati (50mn), a notim gumnaumnin SnCls (0,94mn, 8,05mmonb, 1,15ekBiB.) npu 0-
5°C (baHs 3 BoaM i3 MboaoMm). PeakUilHy cymill nepemillyBanu npu KiMHaTHIn TemnepaTypi npotarom 16 roguH.
PeakuirHy cymiw ob6epexHo 3aracunm HacnyeHum po3unHoM NaHCOsz (50mn) i posbasunm CH2Clo (200mn) . Cymiw
BiadinbTpyBanu kpisb wap 6poyHmMineputy (5r) i npomunu CH2Cl2 (100mn) . OpraHiyHun wap dinsTpaTy BUAINMNK, a
BogHun wap ekctparysanu CH2Clz (2x100mn). Komb6iHoBaHuiA opraHiyHui wap npomwurM Bogot (2x300mn) i
consiHuMm  posymHom (500mn), sucywmnn (Na2SOs4) i Bunapunu. Cupwii 3ammMWoK OYMCTMAN  LWNSXOM  donew
xpomMaTorpadii Ha curikareni 3 BUKOPUCTaHHAM rekcaHy/etunauetaTty (85/15-70/30-50/50-30/70-0/100) sik entoeHTy i
oTpumanu npoaykT 135 (0,5r, 17%) i3 Ha3BW 3aronoexy. 'H AMP (300Ml'y, CDCI3): 2,01-2,15 (m, 12H), 4,12-4,48 (m,
3H, Hs & Hs), 5,47 (m, 1H, Hz), 5,57 (m, 0,2H, H2, He ocHoBHUI1 poTamep (min)), 5,64 (m, 0,8H, Hz, ronoeHui
poTtamep (maj)), 6,41 (d, 0,2H, J=5,4I"y, Hy, min), 6,52 (d, 0,8H, J=7,2l"'u, Hr, maj), 7,38 (d, 0,6H, J=2,1I"y, CsH, maj),
7,54 (s, 0,4H, CsH, min), 9,22 (bs, 0,6H, NH, B3aemo3amiHHuiA, maj), 9,46 (bs, 0,4H, NH, B3BaemozamiHHu®i, min).

Mpuknag 109

1-(2',3",5"-O-Tpuauetmn-4'-geokcn-4'-auetamino-p-L-pubodypaHosun)-6-kapbomeTokcun-ypaumn (136)

CycneHsito 6«kapbomeTokcuypaumun (1,7r, 10MMonb) i cynbdaty amoHito (170Mr) B rekcameTtungucvinasai
(25mn) kun'atunn y konbi 3i 3BOPOTHUM XONOAWIMBbHUKOM NpoTAroM 2 roguH B atmocdepi N2. JleTki komnoHeHTn
BUNapum, a 3anuwiok cycnengysanu y 1,2-guxnopoetati (50mn). o Hux goganu posumH 118 (2,513r, 7MmMorb) B
1,2-puxnopoeTtati (50mn), a notim gumnaumin SnCls. (1,17mn, 10Mmornb, 1,42ekBiB.) npu 0-5°C (nbogsaHa-BoasHa
0aHs1). PeakuiniHy cymil nepemillyBanu npu KiMHaTHIn TemnepaTypi npoTarom 16 roauH. PeakujiHy cymil o6epexHo
3aracunun HacmyeHum posdymHoMm NaHCOs (50mn) i posGasunu CH2Cl2 (200mn) . Cymiw cinbTpyBanu Ha Lwapi
6poyHMmineputy (5r). OpraHiyHuin wap dinsTpaty BuAinunu, a BogHUN wap ekctparyBanu CHoCly (2x100mn).
KomGiHOBaHMI opraHiuHuiA Wwap npomumm Bogot (2x300mn) i conaHum poavuHom (500 mn), Bucywmnu (Naz2SOq) i
Bunapumm. CuvpuiA  3arMILIOK OYUCTUNM  WMAXOM  dnew  xpomartorpadiii Ha ounikareni 3 BUKOPUCTaHHSAM
rekcaHy/etnnaueTtaty (95/5-80/20-70/30-50/50) sik entoeHTy i oTpuManu Ymctun npoaykT 136 i3 Ha3BO Yy 3arofioBKy
(2,2r, 67%). HamP (300Mry, CDCls): 1,99-2,10 (m, 12H), 3,92 (s, 2H, OCHj3, ronosHuiAi potamep (maj)), 3,98 (s,
1H, OCHps, He ocHoBHMIA poTamep (Min)), 4,00-4,07 (m, 1H, Hs), 4,53 (m, 2H, Hs & Hs), 5,48 (d, 0,8H, J=4,67TL, Ha,
maj), 5,53 (d, 0,2H, J=4,94"y, Hz, min), 6,13 (M, 0,2H, H2, min), 6,20 (dd, 0,8H, J=4,67 & 7,96I'4, H2, maj), 6,30 (s,
0,8H, Hy, maj), 6,37 (s, 0,2H, Hy, min), 6,58 (d, 0,2H, J=6,87T'y, CsH, min), 6,68 (d, 0,8H, J=7,99 'y, CsHA, maj),
8,70 (bs, 0,8H, NH, BzaemozamiHHui, maj), 8,89 (bs, 0,2H, NH, B3aemozamiHHuii, min).

Mpwknag 110

1-(2',3",5-O-TpnaueTtnn-4'-geokcu-4'-auetamigo-p-L-pudodypaHosmnn)-5-cpropoypaumun (137)

CycneHsito 5-dropoypauuny (1,3r, 10mmone) Ta cynbdaty amoHito (130Mmr) B rekcameTtunamcunasaHi (25mn)
Kun'atunu y konbi 3i 3BOPOTHUM XONOAUIbHUKOM MPoTAroMm 4 roavH B amocdepi No. PeakuinHy cymil Bunapunu oo
CYXOCTi, a 3anuwok cycneHayeanu y 1,2-guxnopoetati (50mn). Po3umH o6pobunu podumHom 118 (2,513r, 7Mmosb) B
1,2-guxnopoeTtati (50mn), a notim ammnaymm SnCls (1,17mn, 10mMmorne, 1,42eksiB.) npu 0-5°C (6aHa 3 Boam i3
nbogoMm). PeakuiiHy cymiw nepemilyBanu npu KiMHaTHIW TemnepaTtypi npotarom 16 roguH. PeakuinHy cymiw
obepexHo 3aracumm HacmveHuMm po3unHom NaHCOs (50mn) i pozbasunu CH2Clz (200mn). Cymiw BiadineTpysanm
Kpisb wap O6poyHmineputy (5r). OpraHiyHuin wap dinbTpaty Buainunn, a BogHUN wap ekctparyBann CH2Cl2
(2x100mn). KombiHoBaHMWIiA opraHiuHMiA wap npoMunu Bogdoto (2x300mn) i consHum posumHom (500mn), BUCYLLMMK
(NazS0q) i Bunapunu. Cvpuii 3anuoK OYACTUIM LWUNAXOM donell xpomaTorpadii Ha cunikaren 3 BUKOPUCTaHHAM



CHClyaueToHy (80/20) sik enioeHTy i 0TpUManu YncTuit npoaykT 137 (1r, 33,30%). 'H AMP (300Mu, CDCls): 2,02-
2,21 (m, 12H), 4,10 (m, 0,5H, Hs), 4,43-4,56 (m, 2,5H, H+ & Hs), 5,30 (m, 0,5H, H3), 5,43-5,54 (m, 1,5H, H2> & H3) &
6,09 (t, 0,5H, J=6,32 & 4,94 'y, H¢), 6,28 (d, 0,5H, J=4,94I"u, Hy), 7,48 (d, 0,5H, J=5,77T'y, CeH) , 7,95 (d, 0,5H,
J=5,77Ty, CeH), 9,19 (bs, 0,5H, NH, B3aemozamiHHuin), 9,34 (bs, 0,5H, NH, B3aemosamiHHWNI),

Mpuknag 111

1-(2',3",5"-O-Tpunauetmn-4'-geokcn-4'-auetamino-p-L-pubodypaHosunn)-5-propountosunH (138)

CycneHnsito  5-dropoumtosmHy  (1,29r, 10mmonb, 1,42ekBuB.) i cynbdpaty amoHio  (322mr) B
rekcameTunamcunasai (40mn) kun'atunu y kon6i 3i 3BOPOTHUM XONOAUIbHUKOM NPOTAroM 4 roavH B amocdepi No.
JleTki KOMNOHEHTM Bunapunu i 3anuwok cycneHaysanu y 1,2-guxnopoetadi (50mn). O UbOro PO34MHY, LIO
nepemiwyBanu, goganu 118 (2,513r, 7Mmmornb) B 1,2-amxnopoetadi (50mn), a notim gummnauwnin SnCls (1,17mn,
10mMmornb, 1,42ekBiB.) npu 0-5°C (6aHa 3 BoaM i3 nbodoM). PeakuiHy cymill nepemiwyBanu npu KiMHaTHIN
TemnepaTypi npotarom 16 roguH. PeakuiiHy cymiw obepexHo 3aracunu HacuydeHnm NaHCOs (50mn) i po36asunu
CH2Cl2 (200mn). Cymiw BigdinbTpyBanu kpisb wap GpoyHminepuTy (5r). OpraHiyHuii wap dinbTpaTy BUAinunu, a
BogHun wap ekcrtparysanu CH2Clz (2x100mn). KombGiHoBaHW opraHiyHwi wap npomunm Bogok (2x300mn) i
ConsHUM po3unHoM (500mn), sucywmnu (NazxSOs) i Bunapunu. Cupuid 3anMoK O4YMCTUNM  WnaxoMm  dnew
xpomaTtorpadii Ha cwunikareni 3 BukopuctaHHam CHCls/auetoHy (80/20) i oTpumarm uuctuii npogykt 138 (13r,
33,55%). 'H AMP (300Mru, CDCl3): 1,98-2,18 (m, 12H), 4,08 (m, 0,5H, Hs), 4,37-4,61 (m, 2,5H, Hx & Hs), 5,28 (m,
1H, Hz), 5,44 (t, 0,8H, J=4,67 'y, H2, ronosHun potamep (Maj)) , 5,55 (d, 0,2H, J=4,39u, H>, He ocHOBHUI poTamep
(min)), 5,76 (bs, 1H, NHz, B3aemozaminHuin), 6,27 (bt, 0,23H, Hy, min), 6,37 (d, 0,77H, J=3,57T'4, H+, maj), 7,49 (d,
0,23H, J=5,77Ty, CeH, min), 7,79 (bs, 1H, NHz, B3aemozamiHHun), 7,94 (d, 0,77H, J=6,32I"y, CeH, maj).

Mpuknag 112

1-(4'-Oeokcun-4'-auetamino-B-L-pnbodypaHosnn)-6-azaypaumn (139)

Po3unH 135 (0,45r, 1,09Mmornb) y HacmyeHOMY MeTaHoroBomy amiaky (10mn) cTpywysanu y ctanesin 6o0M6i npu
KiMHaTHIN TemnepaTtypi npoTarom 16 roavH. CtaneBy 60M0y oxonoaunnu, BiAKpUIM i BUNapuim 4o CyxocTi. 3anuLUok
ouncTnu wnaxom cnew xpomatorpadii Ha cunikareni CHCIs/MeOH (95/5-90/10-85/15) sik entoeHTy i oTpumanu
npoaykT 139 i3 Haseu 3aroroeky (0,18r, 57,62%). 'H SIMP (300MI L, DMSO-dg): 5 1,84 (s, 1,35H, COCHs, He
OCHOBHMWI poTamep (min)), 1,95 (s, 1,65H, COCHs, ronosHumn potamep (maj)), 3,46-3,85 (m, 3H, Hs & Hs), 4,01 (m,
1H, H.3), 4,22 (m, 1H, H2), 4,89 (m, 0,45H, OH, min, BBaemo3amiHHuin), 5,01 (m, 0,55H, H maj, B3aemo3amiHHWIA),
5,15 (s, 0,45H, OH, min, B3aemo3aminHui), 5,28 (s, 0,55H, OH, maj, B3aemo3saminnuit), 5,39 (d, 0,45H, J=6,86I"L,
OA, Tin, B3aemo3amiHHuiA), 5,50 (d, 0,55H, J = 5,7 'y, OA, maj, B3aemo3samiHHui), 6,0 (d, 0,45H, J = 7,15 Iy, Hi<,
min), 6,05 (d, 0,55H, J=5,5Tu, Hr, maj), 7,50 (s, 0,45H, CsH, min), 7,61 (s, 0,55H, CsH, maj), 12,2 (bs, 1H, NH,
B3aemo3aMiHHU). EnemeHTHMn aHani3: C1oH1N4Os: C, 41,96; H, 4,93; N, 19,57. 3HangeHo C, 42,03; H, 5,11; N,
19,64.

Mpuknag 113

1-(4' -Oeokcn-4' -aueTtamigo-B-L-pubodypaHosnn)ypaumn-6-kapbokcamig (140)

Po3umH 136 (2r, 4,26MMOIb) B HACMYEHOMY METaHOMOBOMY amiaky (20mn) cTpywyBanu y ctanesii 6om6i npu
KiMHaTHIN TemnepaTypi npoTtarom 16 roguH. Ctanesy 60MOy oxonognnu, BiAKpUIM i BUNapunm Ao CyxoCTi. 3anmLiok,
IO OTpUManu, OYUCTUNY LWNAXoM dnew xpomatorpadii Ha cunikareni 3 BukopuctanHHam CHClz/MeOH (95/5-90/10-
85/15) sik entoeHTy | oTpumanu npoaykT 140 (1r, 71,49%) i3 Ha3Bolo y 3aronosky. 'H AMP (300M 1, D MSO-dg+D20):
81,70 (s, 1H, COCHz3, He ocHoBHUI poTamep (min)), 1,89 (s, 2H, COCH,, ronoeHuin potamep (ma;j)), 3,97-3,44 (m,
4H, Hz, Hs & Hs), 4,73(m, 1H, H2), 6,26-6,08 (m, 2H, CsH & Hy). EnemenTtHMin aHanis: C12H16N4O7: C, 43,90; H,
4,91;N,17,07. 3nangeHo C,43,99; H,5,06; N, 17,21.

npuknag 114

1-(4'-Oeokcu-4'-auetamigo-B-L-pnbodypaHosnn)-5-propoypauun (141)

Po3unH 137 (1r, 2,33MMoOrb) B HaCMYEeHOMY MeTaHOSoBOMY amiaky (20mn) cTpywysBanu y ctanesin 6om6i npu
KiMHaTHI TemnepaTypi npoTarom 16 roavH. Ctanesy 6om6by oxonoamnu go 0°C, Bigkpuim Ta BUNapunu 4o CyxocTi.
3anuwok o4mcTnim 3a gonomoroto el xpomatorpadii Ha annikareni 3 BukopuctaHHam CHCIlz/MeOH (95/5-90/10-
85/15) sk entoeHTy i oTpumanu npoaykt 141 (0,6r, 84,95%). H AmMP (300MI'y, DMSO-det+D20): & 1,72 (s, 1,35H,
COCHs, He ocHoBHUI poTamep (min)), 1,83 (s, 1,65H, COCH3, ronosHuin potamep (ma;j)), 3,35-4,18 (m, 5H, Hz, Hz,
Hs & Hs), 5,74 (d, 0,45H, J=5,77T"u, Hy, min), 5,84 (d, 0,55H, J=4,1"y, Hy maj), 8,25 (s, 0,45H, CeH, min), 8,53 (s,
0,55H, CeH, maj), 11,77 (bs, 1H, NH, B3aemo3amiHHuin). EnemeHTHMiA aHani3: C11H14FN3Os: C, 43,57; H, 4,65; N,
13,86. 3HanpeHo C,43,40;H,4,71; N, 13,80.

Mpuknag 115

1-(4'-[eokcu-4'-aueTamigo-B-L-pnbodypaHosnn)-5-cpropounTosuH (142)

Po3unH 138 (1r, 2,33MMorb) B HacM4eHOMY MeTaHONIoBOMY aMiaky (20mn) cTpywyBanu B cTanesin 6om6i npu
KiMHaTHI TemnepaTtypi npoTaroMm 16 roguH. Ctanesy 60mM6y oxonogunu, BigKpUIM i BUNapuim A0 CyXocCTi. 3anmnLuok
ouncTnu wnaxom dnew xpomartorpadii Ha cunikareni 3 BukopuctaHHam CHCIli/MeOH (95/5-90/10-85/15) sk
eneHTy i oTpumanu npoaykT 142 i3 Hassoto y 3aronoeky (0,64r, 90,70%). 'H AMP (300Mr'y, CD30OD): 61,92 (s, 2H,
COCH3, ronosHui potamep (maj)), 2,17(s, 1H, COCHs, He ocHoBHUIA poTamep (min)), 3,75-3,93 (m, 2H, Hs), 4,16~
4,28 (m, 1,5H, Hy & Hs), 4,49 (t, 0,5H, J=4,4 & 4,94y, H3), 4,65 (s, 1H, H2), 5,77 (d, 0,33H, J=5,22I"u, H+, min),
6,11 (dd, 0,66H, J=1,92 & 4,12I'y, Hy, maj), 8,19 (d, 0,33H, J= 6,86y, CeH, min), 8,66 (d, 0,66H, J=7,15I'y, CeH,
maj). EnemeHTHUn aHania: C11H1sFN4Os: C, 43,71; H, 5,00; N, 18,54. 3HangeHo C,43,77; H,5,17; N, 18,79.

Cnig po3ymiTv, WO BapiaHTU 34iNCHEHHA BMHaxody, siki Oyno onucaHo BULLE, € NULLE iMOCTPaTUBHUMM, i LLO
Oyob-akun dhaxieeub Oyoe CNpPOMOXHWMM 34IMCHATU Oyab-aki Moro mogudikauii. Omke, uen BuHaxig He cnig
po3rnafati nue y Mexax BapiaHTiB 34iMCHEHHH, siKi 3anpOMOHOBaHO Yy ONUCI, a BUHaxXiA OBMEXYETbCH TinbKu
JoaaHoto chopmynoto BUHaxoay.
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