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AHHOTaNUsA. YTJIEBOIBI ABIAIOTCA OJHUM U3 BAXKHEHIINX KJIACCOB IIPUPOJHBIX COEIUHEHNH,
Ha OCHOBE KOTOPBIX B PE3YJIbTaTe MOCIEI0BATENBHBIX (DePMEHTATUBHBIX MPOIECCOB (POPMHUPYIOTCS
CTPYKTYPbI OOJIBIIMHCTBA IPUPOTHBIX META0OIUTOB, YHaCTBYIOIUX B 00ECIIEUCHUH CYILIECTBOBAHUS
JKUBBIX OpraHn3MoB. lcronb30BaHHE METONOB COBPEMEHHOIO OPraHMYECKOrO0 CHHTE3a IIpU
MOJIyYEHUHU TOTO WJIM HHOTO MPOMEXKYTOYHOT'O IIPOAYKTA ITOM METa0OINYECKOM 1eTH ePCIIeKTUBHO
KaK JUIs COKpaIleHHsi OMOreHeTHYECKOW TOCIeIOBATEIbHOCTH, TaK U MOoKcKa Oonee 3¢ pekTuBHBIX
MeTa0OJIUTOB UM OMOJIOTMYECKU aKTHBHBIX aHanoroB. [IoMHMO 3TOro, U3BECTEH psiJl YHUKAIbHBIX
[0 CBOMM OMOJIOIMYECKUM CBOICTBaM MPUPOIHBIX COEAMHEHUMN, HAXOIALIUXCA B MPHUPOJIE B
HUYTOKHBIX KOJMUYECTBAX WM pacCesHHOM Buje. B aToM ciyyae xumMuuyeckuil cuHTe3 npruodpeTaer
pelaroniee 3Hau€Hue, MOCKOJbKY I03BOJSET 00ECHeYUTh HE TOJIBKO M3ydyeHUEe OMOJOTHYECKUX
CBOWCTB U TpoOBeJeHHE (PApMaKOJIOTMUECKUX HCCIEJOBAHUN, HO M OCYIIECTBUTH MPOU3BOJCTBO
HOBBIX IpENapaTroB Ha OCHOBE peAKuX coenrHeHud. C NMpakTUYeCKOW TOUYKU 3peHHsl OoJbLIoe
3HAa4YeHUe JJIS CO3JIaHMsl JIEKApCTBEHHBIX CPEJICTB MMEIOT TaKue KJacchl OMOJOTHYECKH aKTUBHBIX
COEIMHEHMH, KaK JIaKTOHbI, TEPIEHOHAbl M apoMaTHYecKue NoJuKeTuabl. B kpaTkom o030pe
IIPEJCTAaBICHbI PE3yIbTAThl UCCIIEAOBAHUM B 00JIACTH CUHTE3a OMOJIOTMYECKH aKTUBHBIX JIAKTOHOB
Ha OCHOBE YIJEBOJIOB. OTOT TMEPEXOJ «YyIJIEBOJbI—JIAKTOHBD) SBISETCS MHOIOCTAIUNHBIM
MIPOIIECCOM, BKIIIOUYAIOIIMM HAYaJIbHBIA 3Tan MOIU(UKAIIMU YIIIEBOAA O] MOAXOIAIIYI0 MaTpUILy,
KJIFOYEBYIO CTaJMIO, ONPEICIAIOIIYI0 CTPAaTErvMi0 CHHTE3a M IOCIEAYIOLME IPEBPAIleHHs II0
(GOpMHPOBAHUIO 1LIETE€BOM JIAKTOHHON CTPYKTYphbl. Takum oOpa3oMm, 3TH pabOThl, UCXOASIINE U3
YIJEBOJOB, pa3NyaroTCs, IJIaBHBIM OOpa30M, CTPAaTErMYeCKd MO JBYM KIIOUEBBIM PpEaKIUIM
Burrura u meraresuca, No3BOJISIONIME CO3aTh YIVIEPOAHBIN CKeneT jJakToHa. [loaToMy CUHTE3HI,
OCHOBaHHBIE Ha 3TUX PEAKIMSIX, XOPOILIO XapaKTepU3YyIOT OOIue CTpaTeruuyeckue MOAXOAbl B
IIPEBPALEHUAX YIJIEBOJIOB B JIAKTOHBI.

KiroueBble ciioBa: YTJIICBOABI, JUALICTOHU/I I'TFOKO3EI, JIAKTOHBI, pCAKIIA BI/ITTI/IFa, peaknud
METaTe3rcCa, BHYTPUMOJCKYIISIPHAsA HUKIU3alusd, ITOJTHEIN CHUHTCE3, XUPAJIbHBIC COCTUMHCHHUA
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Summary. Annotation. Carbohydrates are one of the most important classes of natural
compounds, on the basis of which, as a result of sequential enzymatic processes, the structures of
most natural metabolites involved in ensuring the existence of living organisms are formed. The use
of modern organic synthesis methods in obtaining one or another intermediate product of this
metabolic chain is promising both for reducing the biogenetic sequence and for searching for more
effective metabolites or biologically active analogues. In addition, there are a number of natural
compounds unique in their biological properties that are found in nature in minute quantities or in
dispersed form. In this case, chemical synthesis becomes crucial, since it allows not only the study of
biological properties and pharmacological research, but also the production of new drugs based on
rare compounds. From a practical point of view, such classes of biologically active compounds as
lactones, terpenoids and aromatic polyketides are of great importance for the creation of drugs. A
brief review presents the results of research in the field of synthesis of biologically active lactones
based on carbohydrates. This transition “carbohydrates—lactones” is a multi-stage process, including
the initial stage of modification of the carbohydrate to a suitable matrix, a key stage that determines
the synthesis strategy, and subsequent transformations to form the target lactone structure. Thus, these
works, coming from carbohydrates, differ mainly strategically in the two key reactions of Wittig and
metathesis to create the carbon skeleton of the lactone. Therefore, syntheses based on these reactions
well characterize general strategic approaches in the transformation of carbohydrates into lactones.

Key words: carbohydrates, glucose diacetonide, lactones, Wittig reaction, metathesis reaction,
intramolecular cyclization, total synthesis, chiral compounds

BBeaenue. JIakTOHBI SIBJISIFOTCA OJHUM U3 PACIIPOCTPAHEHHBIX KJIACCOB MMPUPOIHBIX
coenuHeHud. OHM HaAWJAEHbBI BO MHOTMX MPUPOAHBIX HCTOYHUKAX U HUMEIOT
Pa3HOOOPa3HYI0 CTPYKTYPY C pa3MepaMu ITUKIOB, UMEHOIUX OT 4-X 10 60-aToMOB.
I[TomuMoO 3TOro, TIJIABHOW NPUYMHOW HMHTEpEca MCCIENOBaTeNed K OSTOMY KJaccy
COCIMHEHUN SIBIISICTCS MIMPOKUN JTUAMa30H OMOJIOTHYECKOW aKTUBHOCTH, TPOSBIISIEMbIT
KaK MPUPOJIHBIM, TaK U CHHTETHUECKUMU JJakToHaMU. Hanbosee BaXKHBIM IPAKTUIECKUM
MIPWIOKEHUEM JIAKTOHOB SIBJISIETCS (hapMaIrieBTUYECKast MPOMBIIIIICHHOCTD.

ITo cBoeli pacmpoCTpaHEHHOCTH dYallle BCTPEYAOTCS [-JTaKTOHBI, 3aTeM Y- U O-
JIAKTOHBI, KJIACCUYECKUE U HEKJIIACCMYECKUE MAaKPOJUJbI, TOJUEHOBbIE aHTUOUOTHKH,
CIIUPO-MAKPOJIUIbl U MAKpOJAKTOHBI. B KauecTBe mpuMepa MU3BECTHBIX MEIMIIMHCKUX
MpenapaToB MOXKHO OTMETUTh OpJUCTAT — HWHTUOUTOpP JIMIA3, HSPUTPOMHUIIUH —
QHTUOWOTUK TPYIIIBl MAaKPOJHUJIOB, TAKPOIUMYC — HMMYHOJICTIPECCAHT, HUCTATHUH —
MIPOTUBOTPUOKOBOE CPEJCTBO, aM(OTEPUIIMH3 — TOJHUCHOBBIM MaKPOIUKINYCCKUM
AHTUOMOTUK C TPOTHUBOTPUOKOBON aKTHUBHOCTBHIO, MBEPMEK — aHTUNApa3uTaAPHBIN
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npenapat U MHorue napyrue. JIakTOHbI Tak:Ke M3BECTHBI KaK JYIIMCThIE BEIIECTBA,
KOTOpBIE IIMPOKO HCIONB3YIOTCA B mapdromepun. Hambonee M3BECTHBIM MPUMEPOM
ABJISIFOTCS. MyCKYCHBIE OZJOPaHTBHI.

Jlpyro#i BaXHOW TMPUYMHOM OOJIBIIIOTO BHUMAHHS, YJAEISIEMOTO XUMHKaMU
OPUPOJIHBIM JIAKTOHAM, SIBIIAETCSI WX IPUBJIEKATEIBHOCTh B KAayeCTBE HMCTOYHMKA
XUPAJTBHBIX MAaTPUIl U CUHTETUYECKHUX OJIOKOB, YACTO MCIOJBb3YEMbIX B OPraHMYECKOM
cuHTE3€. bONBIIMHCTBO 3aMEIIEHHBIX JJAKTOHOB ONTHYECKU AKTUBHBI U OMOJIOTUYECKOE
JNEUCTBHE, KAK MPABUJIO, B 3HAYUTEIIBHON CTENEHU 3aBUCUT OT UX CTEPEOXUMHUUYECKOTO
CTPOCHHS, YTO B CHHTE3€ 00CCIICUMBACTCS UCIIOIH30BAHUEM TaKUX MCXOHBIX BEIICCTB,
KOTOpBIE COJEPKAT HEOOXOIUMOE KOJIUYECTBO ACHMMETPUYECKHMX aTOMOB yTiepoja
TpeObyeMolri koHpurypamuu. Jlmsi 3TUX Tele B OpPraHMYECKOM CHHTE3€ IITUPOKO
WCTIONB3YIOTCS  YIJIEBOABI Oyarojapss HX [IHUPOKOW JIOCTYIMHOCTH, [ICIIEBU3HE,
BO300HOBJISIEMOCTH U SKOJIOTUYECKON O€30MaCHOCTH.

B nanHoM 0030pe MpeACTaBi€Hbl CBENIEHUS [0 CHUHTE3Y JIAKTOHOB Pa3IMYHBIX
Pa3sMEpOB LIUKIIOB HA OCHOBE YIJIEBOJOB.

OcHOBHAasE 4acTb. YTIJIEBOABI SBISAIOTCA OJHUM W3 BAKHEUIIMX KJIACCOB
MPUPOJIHBIX COEAUHEHHI, HAa OCHOBE KOTOPBIX B pE3YyJbTaT€ IOCIEA0BATEIbHBIX
(hepMEHTAaTUBHBIX TMPOIECCOB (HOPMHUPYIOTCS CTPYKTYpPhl OOJBIITMHCTBA MPUPOIHBIX
MeTa0O0JIUTOB, YYaCTBYIOIIUX B OOECIEUYEHHH CYIIECTBOBAHUS >KMBBIX OpPraHU3MOB.
Hcnonb30BaHHEe METOA0B COBPEMEHHOI'O OPTAHUYECKOTO CUHTE3A MPU ITOJIYYEHUN TOTO
WJIM UHOTO TIPOMEXKYTOYHOTO MPOAYKTA 3TON METa0OJNUYECKOM IeNU MEePCIEKTUBHO KaK
JUISL  COKpAaIleHUsT OMOT€HETUYECKOM TMOCIeOBaTENbHOCTH, TaK W TIOMCKa OoJee
3 PEeKTUBHBIX META0OJIUTOB WM OMOJOTUYECKH aKTUBHBIX aHasioroB. [lomumo 3toro,
M3BECTCH PsJl YHUKAJIBHBIX IO CBOMM OHOJOTMYECKMM CBOWMCTBAM MPUPOIHBIX
COCIMHEHUN, HAXOASIIUXCSl B MPUPOJIE B HUUYTOXKHBIX KOJUYECTBAX WJIU PACCEIHHOM
BUjae. B 3TOM cnydae XuUMHUUYECKHMW CHHTE3 MpPUOOpETaeT pemiaroilee 3HAuYeHHUE,
MOCKOJIBKY TO3BOJIIET O0ECIEeYUTh HE TOJBKO HM3yUYeHHE OMOJIOTMYECKHX CBOWCTB U
MpoBeieHHe (PapMaKOJIOTMUECKUX HCCIEAOBAHHUM, HO M OCYIIECTBUTH MPOU3BOJICTBO
HOBBIX IPENapaToB HAa OCHOBE peAKUX coeAuHeHuu. C MPaKTUYECKOW TOYKH 3PEHUS
OOJBIIIOE 3HAYEHME ISl CO3JAHMS JICKAPCTBEHHBIX CPEJICTB MMEIOT TaKHUe KIIaCcChl
OMOJIOTUYECKU aKTHUBHBIX COCIMHEHHM, KaK JIAKTOHBI, TEPIICHOUIBI U apOMaTHYECKUE
MOJIMKETUABL. Bee nmepeuncienHpie Ki1acchl COeTMHEHHM, TOMUMO TTPOYEro, 00beTUHSIET
ITUPOKHI Arana3oH OMOJOTUYECKOTO JNEUCTBUS, HA MPOQPUIH KOTOPOTO 3HAYUTEILHOE
BJIMSIHUE OKa3bIBalOT (DYHKIIMOHAJIBHBIE TPYMHIBI U 3aMECTUTENM TPH ILEHTPAIHLHOM
¢dbparmenre.

JInst cuHTe3a MPUPOAHBIX M OMOJOTUYECKH aKTUBHBIX COEIUHEHMM, B YaCTHOCTH
JAKTOHOB YJO0OHBIM XHPaAJIbHBIM CyOCTpPaTOM SIBJISICTCS TJIFOKO3a M €€ MPOU3BOIHbIC [1-
4]. Jnst mpeBpalieHusl TJIFOKO3bI B CHHTOH II€JIEBOT0 JIJAKTOHA HEOOXOIMMO PEIIHTh JBE
Ba)KHBIE TIPOOJIEMBL:

a) Mou(pUKaIUS YTIEBOJHOTO CKEJIETa, COCTOAIISE B YKOPOUCHUH WM yIJTUHEHUN
YIJIEPOJIHOM LEINH, WU BBEJCHHUE PAa3BETBIICHUN;
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0) omepauus ¢ (QYHKIMOHAIBHBIMH TpynmamMu — oOpalieHue KOHQUrypamuu
TUAPOKCUIIBHBIX TPYIIN, 3aMEHa UX JPYTUMU 3aMECTUTEISIMU WU (DYHKIIMOHATBHBIMU
rpylnIaMu, CEJIEKTUBHbBIC TTOCTAHOBKY U YJaJIC€HUE 3alIUTHBIX TPYIII.

CuHTE3Bl JIAKTOHOB, HUCXOJSIIME W3 XUPAIbHBIX CHHTOHOB — IPOU3BOHBIX
MOHOCAXapHJ0B MPEACTABISAIOT COOOH MHOTOCTaJIUMHbBIE TOCIEIOBATEIbHBIE PEAKIIUU
[5-14]. Cpemun MHOXeCTBa 3THUX NpEBpalleHH 0CO00Tr0 BHUMAHHUS 3aCiTy)KHUBAIOT
peakuuu Buttura u metaresuca, mo3BoJsiomye MOAUGUIIMPOBATh YIIIEPOIHBINA CKETIET.
CuHTe3bl, OCHOBaHHBIE Ha OJTHUX pEAKUHUAX, XOPOIIO XapaKTepPU3yIT OOIIHe
CTpaTernyeckre MoIX0Ibl B IPEBPALICHUSX YTICBOIOB B JIAKTOHBI.

Taxk, peakuust Burrtura, oTkpsiTas B 50-X rogax Mmpouwioro Beka, Obljia yCHEIIHO
WCIOJB30BaHA B  CHHTE3aX (-)-xmucrenommaa - [15], MPOSIBIIIOLIETO
aHTHOaKTepuaNbHyl0 B oTHomeHun Staphylococcus aureus, Bacillus anthracis wu
npotuBorpuOkoByro B otHomennn ~ Candida albicans [16] akTtuBHOCTH;
JBCHAIIATUWICHHOTO MAKPOJIMIHOTO aHTHOMOTHKAa MeTuMmuInHa [17]; mpenakrona-V,
ABJISIIOIIETOCS ~ B&KHBIM  MPEANIECTBEHHUKOM B OMOCHMHTE3€  MOJUKETUIHBIX
aHTUOMOTUKOB U CIIY)KAILErOo CTPOUTEIbHBIM OJIOKOM JJisi CHHTE3a 0oJiee CIIOKHBIX
ctpykryp [18]; (-)-xammmcnonruonuaa [19-20], ocHoBaTenss HOBOro —Kiacca
IIUTOTOKCUYCCKMX BEIECTB, BBIICJICHHOTO M3 Mopckux ryook poaa Callyspongia [21];
(+)—cunaprenTonuaa A, KOTOpbIi 00J1aaeT HUTOTOKCUYECKOW, MPOTUBOTPUOKOBOI U
AHTUMUKPOOHOW aKTUBHOCTAMHU [22]; 24-4leHHOTO MAaKpOJIMIHOTO aHTHOMOTHKA
MakposakthHa S [23]; rap6o3mHoB—-I wm —G, mpeacraBuTencii  Kiacca
THJIPOKCHIIMPOBAHHBIX I[UKIOTEKCEHOHOB M IIMKJIOT€KCAaHOHOB, KOTOPHIE MOYKHO
KJIacCU(UIIMPOBATH KaK MCEBI0- UM KapOocaxapa, MPOsBISIONINE aHTHOMOTUYECKYIO U
MIPOTHUBOPAKOBYIO aKTUBHOCTH [24].

Bce i MHOTOCTaIMIiHBIE CUHTE3BI OOBEAUHSET YTIIEBOAHAS MPUPOAA UCXOTHOTO
cyOcTpara v MPUMEHEHHE B KIFOUEBBIX CTAAMIX peakuny Buttura ¢ nenpio yaTnHeHUsS
WJIM HapaIllMBaHUSI 1ICTIH.

B kadecTBe mpumMmepa HMKE TpHUBEJCHA CXEeMa CHHTE3a (—)-KIMCTEHOJUIA U3
JAUAIETOHU 1A TIIIOKO03bI [25].

Tak, nuaneroHun TAIOKO3bI 1 OBUT TOABEPTHYT CEIIEKTUBHOMY CHSITHIO
allEeTOHUIHOM 3alllUThl C TMOJy4YeHueM Tpuojia 2. JlampHeirnme mnocieqoBaTeIbHbIC
CTaJIN¥ CEJICKTUBHOM 3aIUTHI IEPBUYHOM TUIPOKCHIIHBHON TPYIIBI 00pabOTKOM TpHoa
2 muoyTtrinoaoBookcuaoM (Bu,SnO) B meranosnie (MeOH), 3aTem XJ10pHCTBHIM OCH30MIOM
(BzCl) B anokcane, aliMiimpoBaHNuEe BTOPUYHBIX THAPOKCHIBHBIX TPYIII M CHATHS BTOPOU
AIlCTOHMTHOMW 3aIIUTHI IPUBOIMIHN K TUTUAPOKCU(YpaHo3e 3 (pucyHok 1).
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Pucynok 1 — CunTtes (+)-KIUCTEHOINAa U3 JUALlETOHNU 1A TITIOKO3bI

[leprogaTtHoe pacuieneHre AByXocHOBHOro crupta 3 aeiictsuem NalO4 B cmecu
alleTOH-BO/JIA 1aBaJIO alibJieru 4, KOTOPBIN MoiBeprayiu oyiepuHUpoBaHuto 1Mo CTUILTIO —
I'ennapu — wyacTHOMy ciydalo oJeduHupoBaHus 10 Burtury geiictBuem
tpudropatrndochonuessiM sdpupom ((MeO,CCH,P(O)(OCH.CF3),) [26]. Peakius
MpoTeKaya yepe3 CTaJnio 00pa3oBaHus UHTEpMEaraTa 5 1 COpoBOXKIanach CIOHTAHHON
BHYTPUMOJICKYJISIpHOM ~ »Tepudukanueir ¢ mnomaydeHueM (—)-kiaucteHomuga 30
UJEHTUYHOTO MPUPOJHOMY 00pasily.

Jpyroi npumep npeacTasiieH B cxeme 2. Kak ¥ B mpeapinynieM ciryyae B KaYeCTBE
MCXOJTHOTO COeTMHEHUsI ObLTa UCTIOIh30BaHa JUAICTOHTIIIOKO3a 1.

Tak, nuaretonrimoko3a 1 Obuia okucieHa nupuauaus auxpomatom (PDC) mo
ketoHa 7. Peakuus Burtura ketona 7 ¢ tpudenuindochonniimerrnoaumaom (PPhsCHsl)
npuBogwia kK onepuny 8. JlampHeimde — CTaAuM  CENIEKTUBHOTO  CHSTHUS
M3OMPOIIIIUECHOBOM 3allUThl C HCIHOJB30BAaHUEM CHJIMKAresis, o0paboTaHHOTO
dochopmonmbaenoBoit kucnoroit (PMA/SIO,) [27], meproaaTHOro paciueruieHus: ¢
BOCCTAaHOBJICHHEM COOTBETCTBYIOIEro anpaeruaa in situ NaBH,, cTtepeoceaeKTHBHOTO
TUAPUPOBaHUS pUBOAWIIA K cupty 11. TosmnmmpoBanue W MOJIHOE JACTO3UIMPOBAHUC
coequuennsa 11 pamo ameronun 13. CHsaTve aneTOHHUIHOM 3alUTHI B anetaie 13,
BOccTaHOBJIeHUE (pypaHoBoro 1ukia oopadotkon LiAlH, 3aBepiianocs 00pa3zoBaHremM
tpuoia 15. IlepromaTHoe pacuienieHre BUITUHAIBHBIX THIPOKCUIBHBIX TPYII B CIIUPTE
15 wu njakTOHM3AIHS in situ B ormnanerate (EtOAC) B mpucyrcTBUM
rekcametrnaucuamiazuaa  gurus  (HMDSLI) ¢ Beixomom  62% mpuBOAMIN K
HIECTUUIICHHOMY (—)-TipenakTony V 16 (pucyHok 2).
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Pucynok 2 — CuHnre3 (-)-mipesiakToHa V 13 TUaneTOHUIa TITFOKO3bI

Peakiusi merare3nca OCHOBaHa Ha HCIOJIb30BAHUU KaTaIM3aTOpPOB HA OCHOBE
MosuOeHa, pyTeHus, Bojdbdpama [27]. OCHOBHBIM 3TaroM i TPOBEICHHS
BHYTPHUMOJICKYJIIPHOTO METaTe3nca ABJISETCS TeHepaIus B UCXOHONU MOJIEKYJIE IBYX
JIBOMHBIX cBsi3eit [28].

Peakiusi wmertatesuca Oblla HCMHOJB30BaHA B CHUHTE3e craroHoiuaa G,
BbIpa0AThIBAEMOTO B TPUPOZAC I[MTaMMOM TpuOkoB Stagonospora cirsii - davis,
MPOSBIIAIONIETO repOuIuaHbie cBoiicTBa [29]; kpunronupanmockamakTona Al [30-31],
BBIJICJICHHOTO M3 BeTBe H Kopbl pacrenuii Cryptocarya moschata, Lauraceae,
Cavalheiro u nposBISIONIETO ITUTOTOKCHYECKYI0 aKTHBHOCTD, JBCHAIIATHUICHHOTO
JAaKTOHA TMMaHJAHToNMMAa 1, coaep kamierocs B TPUPOJAE B OyphIX BOIOPOCISX,
npouspacratrommx Onm3 octpoBa OxumnaBa Actinotrichia fragilis [32]; makrona (-)-
A26771B, BeigeneHHoro BrepBbie u3 rpubOa Penicillium turbatum u mposiBuBmIETO
YMEPEHHYIO OWOJIOTHYECKYI0 aKTUBHOCTh MPOTUB TPAMIIOJIOKUTEIBHBIX OaKTepHil,
MUKOTLIa3M 1 rpuokos [33].

Spxuit npuMep UCIIOIB30BaHUS 3TUX ABYX PEAKIIUU IPOJIEMOHCTPUPOBAH B CHHTE3€E
craronosmaa G [29]. Kak u B BbIlIeOnucaHHONW pabOTe HCXOIHBIM YIJIEBOAHBIM
cyOCTpaTOM B CHHTE3€ JIAaKTOHA SIBJISJICS TUAIIETOHU]T TIFOKO36I 1.

CB0OOOIHYIO THAPOKCUIILHYIO TPYTIIY B COEMUHEHNH 1 3aIUTIIIN B BUE OCH3MIIaTa
17, mocneayrolee CHITHE alleTOHUTHOW 3all[UThI IPUBEIIO K BHII-auoy 18 (pucyHok 3).
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DMF - mumetnndopmamu

CH;PPh;] - tpudenundocdonniimernmmoun
t-BuOK - tper-OyTHnaTkanus

Pucynoxk 3 — [lony4yeHue u3 AuareToHu 1a TIIIOK03bI 3-0eH31I0KCH,4-
TUAPOKCUTICHTEHEHA-2, KIIIOYEBOr0 MHTEpMearaTa sl CuHTe3a ctarononuaa G

[TepuomatHoe pacmieruieHre auosia 18 mamo cooTBeTcTBYromui ampaerun 19
JlanpHeimme cTtagui OOPOTHAPUAHOTO BOCCTAHOBICHHS, TO3UIMPOBAHUS, IOIHOTO
JIETO3WIMPOBAHUS U CHATHSI BTOPOU alleTOHUIHOM 3alUThI 3aBEPIIMIACH MTOTydYeHUEM
nuona 22. Bropoe mepruomaTHoe paciieruieHne auoia 22 aano anbaerun 23, oopaboTka
KOTOpOTO peareHToM BuTTHra 3aBepinia moixydeHne KItoueBoro oaeduHa 24,

OH NaH, TBSCI, /\/\/OH PCC, N
—_—— —_—

HO/\/\/ - TBSO CH,CL TBSO CHO >
25 26 27
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OBn
TEMPO - 2,2,2,6-TeTpaMeTHIIHIIEPHIMHHIOKCHT
BAIB - 6ucaneTokcnnoo6eH301

Ol

30
Bn
TBSCI - mp em-6y THILIAMETHIICHITIIT XJIOPHT TBAF - TerpabyTHiiaMMOHHit (TOpH
(R)-BINOL - [1,1'-6unadranen]-2,2'-quon
Ti(O-i-Pr) - TpHU30NIPOIOKCHTHTAH

Pucynok 4 — Ilonyuenue u3 1,4-OyraHnona 4-0€H3UIOKCUTENT-6-€HOBOM KUCIIOTHI
KJIFOUE€BOI0 MHTEpMEUaTa JJis CuHTe3a craroHonuaa G

TBALI - TeTpalyTHIaAMMOHHI HOJHUT
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Kucnora 31 (pucynok 4) Obuia momydeHa u3 1,4-Oyranamona 25 depe3 craguu
CEJIEKTUBHOTO CHJIMJIMPOBAHUSA, OKHUCIEHHS TMEPBUYHOM TUAPOKCUIBHONW TPYIIIIBL,
HYKJICO(DUIBHOTO MPHUCOEINHEHHUST XUPATbHOTO aJUIMIBHOTO (pparMeHTa, OEH3MIBHOM

3aIlIUTHI, CHATHA TBS-SaHlI/ITBI, KaTaJIU3UPyCMOIr 0o OKUCIICHUA.

OH
O

\ / KaTaau3aTop
’4 DCC, DMAP, O)‘\/Y\/ e
T ——— [ —
CH,Cl
+ OBn 2Ch

/\/\/\/ \ OBn P eaxkyusa memamesuca
HOOC
32
OBn

llllle)]
o)
=1

llllle}
jun

TiCly, CH,Cl, N
—_—
OBn OBn

DCC - N,N'-11uuKiorekcuikapoojuuMu L
O O DMAP - juMeTniaMUHOIIMPUANH
33 34 Cmazononuo G

PI/ICYHOK 5 — KimroueBas cTaaus CMHTC3a CTarOHOJINAAa G

MesxmosekysapHas stepudukanys kuciotsl 31 u cupra 25 (Cxema 5) npuBena k
HEHACHIMICHHOMY 3Gupy 32, KOTOPBIA ObUI NUKJIM30BAaH 1O PEaKIWH MeTaTe3uca C
MCIIOJIb30BaHUWEM KaTanu3aropa ['pabbca ¢ oOpazoBanuem jakrtoHa 33. JlanbHeiimiee
CHsATHE OCH3WIBHOW 3amuThl TpuBOoAWiIO0 K crtaroHomunay G 34, TOJHOCTBIO
COOTBETCTBYIOIIETO IPUPOIHOMY 00pasity (PUCYHOK 5).

3akiaouenue. Takum o00pa3om, aHaIM3 JUTEPATYPHBIX JTaHHBIX TIO3BOJISIET
clelaTh BBIBOJ, YTO HCIOJIb30BAHUE YTJEBOJOB B KAYECTBE MCXOJHOTO ChIPhS
SBJISIETCSI TIEPCIEKTUBHBIM JIJIsI TOJYYEHUs XUPAIbHBIX JIAKTOHOB, O00JIAaI0NIUX
IIUPOKUM CIIEKTPOM OMOJIOTMYECKOW aKTUBHOCTH. [IpenMyIiecTBOM HCTIOIb30BaHUS
YTJIEBOIOB SABJISIETCS UX ONTHYCCKAS aKTUBHOCTH, BO30OHOBJISIEMOCTh, SKOJIOTHUYECKAsI
0e3omacHOCTh. [IpruMeHeHHe YIIeBOIOB B KaU4eCTBE MCXOAHBIX CyOCTpaTOB, pelraeT
3aJ1ayy 110 HABEJICHUIO ONTHYECKOW aKTUBHOCTH M TIO3BOJISIET COKPATUTh KOJUYECTBO

CTaAMii B CHHTE3aX COCAMHCHUN THOPUAHBIX CTPYKTYp, JaKTOHOB H JPYTHX
KapOOIUKINYECKUX COCAUHEHUM.
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