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1H-2,8a-MeTanouukaonenTalaluukionponale]
UKJIOACTICH-0-UJIOBOTO CIIOXKHOTO 3(upa 2-METHIT-
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(IV), B koTopbIX Ry mpeacrasisier coboit Boropoa

WITY TUIPOKCUIT3AIIMTHYIO TpYNIy U R, pesicTasisieT

€000l BOJOPO UM FTMAPOKCUI3AIIUTHYIO IPYIIILY,
npu ycinoBud, uro R; u R, OJHOBpeMEHHO He

MPECTABISIIOT OO0 BOAOPOA, WIM B KOTOPBIX D
MPECTABISIET  COOOM  JUTMAPOKCHUIZAILIUTHYIO
rpymny, (b) aTepuduKanys TuIPOKCUIBHON TPYIIIbI
B monoxenun 3 coemuHenuit (III) wmu (IV) ¢
MIOJTyUeHUEM COeMHEeHNM ob1et popmysl (V) win
(VI), B xotopeix R;, Ry 1 D umeroT 3HaueHwus,

yKa3aHHBbIE BBIIIE, u (c) yaajeHue
TUAPOKCWIBAIIUTHBIX rpyni Ry vimu Ry, ninu R vimu
Ry, unu D y coequnenuit (V) unu (VI) ¢ noiryyenuem
uHreHon-3-anrenara gopmynsl (I). Criocod mo3BomsT
MTOJTyYUTH KOHEUHBIN MTPOAYKT C XOPOIIMM BBIXOIOM.
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(54) METHOD OF PRODUCING INGENOL-3-ANGELATE

(57) Abstract:

FIELD: chemistry.

SUBSTANCE: present invention relates to method
of producing ingenol-3-angelate (I) from ingenol (II).
Invention also relates to intermediate products used for
synthesis of ingenol-3-angelate (I) from ingenol (II),
and methods of producing said intermediate products.
Method of producing ingenol-3-angelate
(1aR,2S,5R,5a8S,6S,8aS,9R,10aR)-5,5a-dihydroxy-4-
(hydroxymethyl)-1,1,7,9-tetramethyl-11-oxo-
la,2,5,5a,6,9,10,10a-octahydro-1H-2,8A-
methanocyclopente[a]cycloprope[e]cyclodecen-6-yl
ester 2-methyl-2(Z)-butenoic acid) of formula (I) from
ingenol of formula (IT) includes following steps: (a)
reaction of one or both of hydroxyl groups in positions
5 and 20 ingenol with suitable hydroxyl protecting
agents, which can be identical or different, to obtain
compound of general formula (IIT) or (IV) in which R;

represents hydrogen or hydroxyl protecting group and
R, represents hydrogen or hydroxyl protecting group,

Crp.: 3

provided that R; and R, simultaneously represent

hydrogen, or in which D is hydroxyl protecting group,
(b) esterification hydroxyl group in position 3
compounds (IIT) or (IV) to obtain compounds of general
formula (V) or (VI), in which Ry, R, and D have values

given above, and (c) removing hydroxyl protecting
groups R; or Ry, or Ry or R,, or the compounds (V) or

(VI) to obtain ingenol-3-angelate of formula (I).
EFFECT: method allows to produce end product
with good output.
25 cl, 11 tbl, 29 ex
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OO6nacTh TEXHUKH, K KOTOPOW OTHOCUTCSI U300peTeHue

Hacrosiiiee nzo0peTeHrue OTHOCUTCS K CITOCOOaM MOJTyYeHUsI MHIeHOJI-3-aHrenara (
(1aR,2S,5R,5a8S,6S,8aS,9R,10aR )-5,5a-muruipokcu-4-(rugpokcumetun)-1,1,7,9-rerpameTui-
11-okco-1a,2,5,5a,6,9,10,10a-oxktaruapo-1H-2,8a-meTanouukinonenTalajumkinonpomnale]
UKJTIOJIeNIeH-6-U10BOT0 3dupa 2-MeTtuii-2(Z)-6yreHoBoii kucinotel; PEP00S, mebyTaTa
WHIeHOJIa)) U3 uHreHoa. Hacrosiee n300peTeHrue OTHOCUTCS Jlajiee K HOBBIM
MPOMEKYTOYHBIM MPOAYKTAM U CIIOCOOAM CUHTE3a MPOMEXKYTOUHBIX MPOIYKTOB,
WCITOJIb3YEMBbIX /1151 TOJTyUYeHUsI MHT€HOJI-3-aHresnara.

VpoBeHb TEXHUKU N300 PETEHUS

WNurenon-3-anrenat (PEP00S, MeOyTaT MHIeHOIA) SIBIISIETCS aKTUBATOPOM ITPOTEUHKUHABBI
C B ¢a3e Il ximHUYeCKON pa3paOOTKH IS ISYSHUSI CTapUYeCcKoTo Keparo3a. JlanHoe
COC/IMHEHNE HAaXOIUTCS Takke B (pa3e Il ucrpITaHuil B Ka4ecTBe KaHIuaaTa JIIs
JICKAPCTBEHHOI'O CPEICTBA IS JIEUEHMS HEMEJIAHOMHOTO paka Koxu [Ogbourne, S. M; Anti-
cancer Drugs, (2007), 18, 357-62].

Coenunenue unrenoji-3-anrenat (PEP00S) [Sayed, M.D. et al.; Experienta (1980), 36, 1206-
1207] MOXHO BBIJICIIUTH U3 PA3JIMYHBIX BUAOB MOJIOYasi, U B yacTHOCTH u3 Euphorbia peplus
[Hohmann, J. et al.; Planta Med., (2000), 66, 291-294] u Euphorbia drummondii 3KkcTpakuuei ¢
rocieayomei Xxpomartorpadueii, kak omicano B nateHTe CILIA 7449492. CornacHo 3Toit
npouenype, skcrpakuus 17 kr ceesxxero Euphorbia peplus maet 7 r cbiporo Macia, KOTopoe
MOTOM HYXHO ouniath BOYKX ¢ monmydyenuem urcToro uHreHo-3-anrenara. Crnocod OYMCTKH
HE SBJISIETCS UICATBHO MOAXOISIINM JIJIsI TOJIyUYeHUs B OOJIBIIKUX MaciiTadax, MOCKOJIbKY
XJIOPO(UIIJI, KOTOPBIH B IPOTUBHOM CIIy4ae MOKET IMEPEHOCUTHCSI COBMECTHO C MHIEHOJI-3-
AHTeJIATOM, CIeAYeT YAASITh U3 3KCTPAKTa Mepe/l KOHEUHOU cTaauu ouucTKu. [TosTomy
BBIXOJ MHI'€HOJI-3-aHrenaTa skcrpakuuen u3 Euphorbia peplus ¢ mocnenyromein
xpoMaTorpaduei sBisieTcs KpaiHe HU3KUM. [103ToMy MOXKeT OBITh JKelaTeTbHBIM
aJIbTEPHATUBHBIN CIIOCOO MOJTYUYEHUS] UHT'€HOJI-3-aHTellaTa, KOTOPBIH SBIISIETCS TAKXKe
MOIXOASIIUM JIJISI ITOJTyUYeHHUsI eT0 B OOJIBIITNX MacIITadax.

WNHreHo saBaseTCs TPUPOIHBIM HPOAYKTOM, KOTOPBIN JIETKO U3BJIEKAETCS U3 JIETKO
noctynHbix ceMsiH Euphorbia lathyris [Appendino, G. et al., J. Nat. Prod. (1999), 62, 76-79].
ITockonbKy 4acTh MPUCYTCTBYIOIINX PA3IMUYHBIX CII0KHBIX 3()UPOB UHI€HOJIA BO BpEMS
MPOLEAYPHI IKCTPAKIUY TUAPOIUIYETCS U TOITOMY KOJIMYECTBO BBIJACIIEHHOIO MUHIE€HOJIa
YBEIIMYUBAETCS, ITO JeJIaeT UHIE€HOJI O0Jiee JOCTYITHBIM, YeM MHIeHOJI-3-aHrenat [ Appendino,
G.etal.,J. Nat. Prod. (1999), 62, 76-79; Girin, M.A. et al., J. Chromatogr., (1993), 637, 206-208].

WMHreHo uiam ciioxxHbie 3(pUpbl MHI€HOJIA MOXKHO TaK)Ke OOHAPYKUTH B IPYTUX BUIAX
Euphorbia, HanmpyiMep UHTEHOJI UM CIIOKHBIE 3(UPBI MHTEHOJIA OB TaKXKe OOHAPYKEHBI B
E. acrurensis, E. antiquorum, E. biglandulosa, E. canariensis, E. cooperi, E. cotinifolia, E.
deightonii, E. desmondi, E. drupifera, E. ebracteolata, E. esula, E. helioscopia, E. hermentiana,
E. iberica, E. ingens, E. jolkini, E. kamerunica, E. kansui, E. leuconeura, E. matabelensis, E.
megalantha, E. millii, E. myrsinites, E. nematocypha, E. nubica, E. palustris, E. peplus, E. petiolata,
E. pilosa, E. quadrialata, E. quinquecostata, E. resinifera, E. royleana, E. seguieriana, E. serrata,
E. sieboldiana, E. tirucalli, E. triangularis, E. trigona. Kpome TOoro, MIHr€HOJI SIBJISIETCS
KOMMEPUYECKM NOCTYNHBIM, Hanpumep, oT LC Laboratories,, 165 New Boston Street, Woburn,
MA 01801, USA. MHreHosn paHee NpUMEHSUIM B KAYECTBE OTIIPABHOM TOYKM 151
MOJIYCUHTETUYECKOTO MOJTyueHUs 3-CII0KHBIX 3UpOB UHreHo1a [Sorg, B. et al., Z. Naturforsch.,
(1982), 37B, 748-756] v IPOU3BOIHBIX 3-CII0KHBIX 3UPOB UHTEeHOIIa [ Appendino et al., Eur.
J. Org. Chem. (1999), 3413; Opferkuch et al., Z. Naturforschung, (1981), 36B, 878]. Tem He
MEHee, MOJIyYeHUE UHI€HOJI-3-aHrejaTa v MPOU3BOIHBIX MHIE€HOJI-3-aHrelaTa u3 UHIeHoJia
He Ob10 onucaHo. [TomyueHre aHTeTaTHBIX CIIOKHBIX 3(DUPOB HE SBIISETCS
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HEIOCPE/ICTBEHHBIM, TOCKOJIBLKY aHT€JIMKOBAsI KUCIIOTA M AHT€JIATHBIE CJTIOXKHBIE 3(PUPHI UMEIOT
TEHJICHIUIO K M30MEPHU3alliHu JBOMHOM CBSI3U C 00pa30BaHUEM TUTJIATHOTO CIIOXKHOTO 3(upa,
KaK B IPUCYTCTBUH, TaK U B OTCYTCTBUE OCHOBaHUs [Beeby, P, Tetrahedron Lett. (1977), 38,
3379-3382, Hoskins, W.M., J. Chem. Soc. Perkin Trans. 1, (1977), 538-544, Bohlmann, F. et al.,
Chem. Ber. (1970), 103, 561-563]. Kpome TOro, mpou3BOHbIE MHT€HOJIA, KAK U3BECTHO,
pasnararoTcs B IPUCYTCTBUM KUCIIOTHI [Appendino et al., Eur. J. Org. Chem. (1999), 3413].
Kpome Toro, 3-ciioxHbIe 3pupbl MHIeHOJIa JIETKO TIEPEer pyIITUPOBBIBAIOTCS C 00pa30BaHUEM
5-cnoxHBIX 3(pupoB MHTeHOoJ1a ¥ 20-CIT0KHBIX 23PUPOB UHI€HOJIa. ITO OCOOEHHO MPOSIBIISIETCS
B cirydae 3(upoB KapOOHOBBIX KUCIIOT C KOPOTKOM Lemblo [Sorg, B. et al., Z. Naturforsch.,
(1982), 37B, 748-756]. Ctocob 0YMCTKM, OTTMCAHHBIN paHee 1JIs1 OUMCTKH 3-CIIOKHBIX 3(DUPOB
WHTEHOJIA, 10 MPUYUHE 00pa3yeMBbIX MEPETPYIITUPOBKOL TOOOYHBIX TPOYKTOB [Sorg, B. et
al., Z. Naturforsch., (1982), 37B, 748-756], He BIISIeTCS TOAXOSAIINM /Il KPYITHOMACHITAOHOTO
MOJIy4YeHUs] UHT'€HOJI-3-aHrejaTa.

CymHocTh U300peTeHus

3aadelt HACTOSIIETO U300PETEHUS SBIISIETCS MACIITA0OUPYEMBbIii CITOCOO CHHTE3a MHIE€HOJI-
3-anrenara (PEPO0S) ucxoas u3 unrenosa. Hacrosinee nzo0pereHue npeajiaraetT HoBble
CITOCOOBI MMOJTyYeHUSI MHTE€HOJI-3-aHreaata u3 uaretosna. Hacrosiee nzo0pereHre OTHOCUTCS
Jlajiee K HOBBIM IPOMEKYTOYHBIM ITPOJAYKTAM JIJIS TTIOJIYYEHUS] MHT€HOJI-3-aHreaTa.

Takum 00pa3zom, B OJJHOM acIieKTe U300peTEHUE OTHOCUTCS K CIIoco0aM MOJTydeHuUs
nHreHoj-3-anrenata (I) u3 uarenona (II).

B npyrom acnexte n3o06peTeHre OTHOCUTCS K CIIOCOOY MOJIyYeHUsI MHIE€HOJI-3-aHrenarta
(1aR,2S,5R,5a8S,68S,8aS,9R,10aR)-5,5a-muruipokcu-4-(rugpokcumetun)-1,1,7,9-rerpame -
11-okco-1a,2,5,5a,6,9,10,10a-oxktaruapo-1H-2,8a-Metanouukionentalajuukionpomnale]
UKJTIOIelieH-6-110BOro adupa 2-Metuii-2(Z)-6yrenoBoti kucioTsl) (I) uz unrenomna (I1),

(I1)

coJiepKalleMy CIIeayrolue CTa uu:

(a) peakuusi OTHOM WIIM 00EUX TUIPOKCUIIBHBIX I'PYIII B IMOJIOKEHUSAX 5 U 20 UHT€HOJIA C
MOAXOASIIUMU TUAPOKCUIZAILMIIAOIINMY Ar€HTAMHU, OJJMHAKOBBIMU WIIM PA3HbIMU, C
MoJTydeHrueM coeuHeHust ootei popmysl (I11) umm (IV), T.e. 3aUTy OJTHOM WK 00EnX
TUAPOKCUIIBHBIX TPYIII B ITOJIOKEHUSIX 5 U 20 MHIE€HOJIA 3aIUTHON I'PYIIION C IMOJIyYEHUEM
coenuHenus ootert popmysl (I11) wmu (IV)
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HOHO [
R,0

(111)

B KOTOpBIX R mpencrasiser co6oit BOAOPO WM THAPOKCUII3AIIUTHYIO rpynny U R,
MpEeACTABISIET COOON BOJOPO/I MM TMAPOKCUIIZAIIMTHYIO IPYIITy WK Ry mpeacrasisieT codoi
TUIPOKCUII3AIIMTHYIO Ipyniy U R, mpeacrasiisier co00i BOAOPOI UM THIPOKCUII3ALIUTHYIO

TPy WK B KOTOPBIX D mpeacTasiisieT cOO0i TUruaAPOKCHUIT3AIIIMTHYIO TPYIIILY,

(b) atepuduxanus coemureruit (I11) umu (IV) ¢ moaydeHreM coeTMHEHUI 00111el (hOPMYITBI
(V) wimu (VI), T.e. aTepuduKanys ruIpOKCUITLHON TPYIIIBI B TTo0keHNU 3 coemuuenuit (111)
uu (IV) ¢ monyyenuem coenrHeHuit obiet popmyist (V) uinu (VI)

o)

o O”

B KOTOpBIX R{, Ry 1 D uM€EIOT 3HaueHUs1, yKa3aHHbIE BbILIE, U
() yaaseHue ruApOKCUII3AIMTHBIX Ipyn R, i R| wim Ry, nimu D B coequnensax (V) wm

(VI) ¢ nonyuennem unjeHon-3-anrenara (1).

B npyrom acrnekte n3oopeTeHre OTHOCUTCS K CITIOCO0Y MOJTyYeHUs] MHIeHOJI-3-aHrenaTta
(1aR,2S,5R,5aS,6S,8aS,9R,10aR)-5,5a- nuruapokcu-4-(rugpokcumetuin)- 1,1,7,9-rerpameTu-
11-okco-1a,2,5,5a,6,9,10,10a-oxktarunpo-1H-2,8a-meTanonuknonentalauukionpomnale]
IIMKJIOJIEIIeH-6-UIT0BOTro 3dupa 2-MeTui-2(Z)-6yrenoBoti kucioThl) (I) u3 unrenona (I1)

*Q

HO HO 5
HO 20 OH HO 20 OH

(N (1)

COAEpXKAILEMY CIEAYIOLIUE CTAUU:
(d) atepudukanus uarenosa (1) c moayuenrem coenruenust popmyibl (VII)
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0
B KOTOpOU R mpeacTaBiisier coOoM BOJOPO UM aHTEJIOUT, T.€. aTepudukanuio 3- u 20-

TUJIPOKCUIIBHBIX TPYITIT U HE00S3aTeIbHO 3TePU(PUKALIUIO S-TUAPOKCUITEHOMN TPYIIIBI MHT€HOJIA
(II) c monyuyenuem coeaunenus hopmysl (VII) u

(e) pacierieHle aHTeIaTHOTO CIIOKHOT0 3hupa Win 3(pUpoB B MoJI0KeHUH 20 WU B
nojoxeHusx 5 u 20 coeaqunenust (VII) ¢ monmydyenvem unrenoli-3-anrenara (I).

B cnenyroiem acrekte U300peTeHUE OTHOCUTCS K CLIOCOOY MTOTYyYEHUS] MHT€HOJI-3-aHreaTa
(1aR,2S,5R,5a8S,6S,8aS,9R,10aR)-5,5a-muruipokcu-4-(rugpokcumetun)-1,1,7,9-rerpameTui-
11-okco-1a,2,5,5a,6,9,10,10a-oxktaruapo-1H-2,8a-meTanouukinonentalajumkinonpomnale]
UKJTIOIelIeH-6-110BOTro 3adupa 2-MeTuii-2(Z)-6yrenoBoti kucioTsl) (I) u3 unrenomna (I1)

5

20

25

(II)

COAEpXKALLEMY CTAIUIO
30 (f) cenexTuBHOM 3TepUbUKAIUK 3-TUIPOKCUITBLHOM Ipynibl coeaunenus (1) ¢ momydennem
nHreHoj-3-anrenaata (I).
B npyrom acriekte u300peTeHMEe OTHOCUTCS K COEAMHEHUIO O011eN CTPYKTYpHI (V), B
KoTopo¥ Ry mpencrasiisier coboit BOZOPOI WM THAPOKCUII3ALIMTHYIO I'pynny U Ry

MPEACTABIISIET COOO BOJOPO UM TUIPOKCUII3ALIMTHYIO TPYIIILY;

35 o
TIpY YCII0BUH, UYTO R| ¥ Ry OTHOBpEMEHHO HE MPEJCTABISIOT COO0M BOIOPOI,

U TIpH yCIIoBUMU, UTO R; 1 R, He mpecTasisieT coboit aeTu;
U TIpM YCIIOBUH, UTO Ry U R, He mpencTaBisier codot 2-[(2-aMMHOOEH30MIT)aMUHO |OEH30UIT;

U TIPU YCIIOBUH, UTO R HE MpecTaBiIstoT COOOM TeKaHOWIT,

w0 U TIPU YCIIOBUHU, UTO R He mpencTaBisitoT coboit 3-heHnI-2-poTneHOI.

B npyrom acriekte u300peTeHMEe OTHOCUTCS K COSAMHEHHIO 00111el CTpYKTYpHI (VI), B
KoTopoii D npencraBisieT cCoO0H AUTUIPOKCUIZAITUTHYIO TPYIITY, TPU YCIOBUM, 4YTO D He
MPEACTABIISIET COOON U3OMPOTUITUICH.

B npyrom acriekte n3o06peTeHrne OTHOCUTCS K CoeTMHeHHIO 00111ett hopmyiet 111, B koTOpoii

45
R; u R, He3aBUCUMO MPEACTABIISIIOT COOOM BOAOPO/ UM MPOCTYIO 3(DUPHYIO, alleTaIbHYIO,

KETAJIbHYIO, IPOCTYIO 3(DUPHYIO CUITUIIBHYIO TPYIIITY WK CYJIb(DEHATHYIO TPYIIILY, SIBIISIFOILYOCS
TUAPOKCUII3ALIMTHON TPYIIION;
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Mpy yCi10BuM, uTO R U R, He mpeacTaBisitoT co60i BOAOPO;
U TIPU YCIIOBUM, UTO R He mpencTasisieT codoit TpudeHuImMeTun;
U TIPU YCIIOBUH, UTO R He mpeacTaBisieT coooi TpeT-0y THIITUMETHUIICHITHIL.

B npyrom acriekte uzo0pereHrue OTHOCUTCS K COeIMHEHUIO o0111el popmyitsl [V, B koTOpoii
D npencrasisieT coO0N TUTUAPOKCUIIBAIIUTHYIO TPYIIITY;

MIpY YCIIOBUU, YTO D He npeacTaBisieT coO0l U30MPONUITUICH.

ITonpobHOE onMcanue n300peTeHus

Onpenenenus

[Tpeanonaraercs, 4TO BCE TEPMUHBI SIBIISIOTCS TOHSATHBIMU, TOCKOJIBKY OHH JI0JKHBI OBITh
MTOHSATHI CTICIMAIIMCTY B TAHHOMN 00IaCTH.

[Tpenmnonaraercs, YTO TEPMUH "TUIPOKCUIZAITUIIIAIONIMN areHT" O3HAYaeT peareHT,
KOTOPBIH IMPY OIXOIAIIMX YCIOBUSAX PEArUPYET C THAPOKCUIIbHOM T'PYIIIION C 00pa30BaHUEM
TUIPOKCUII3AIIUTHOM TPYIIIIBL.

[Tpenmonaraercs, 4YTO TEPMUH "THIAPOKCUII3AIIMTHAS Ipynma” BKIIOUYAET JIFOOYIO TPYIIIY,
KOoTOpasi 00pa3yeT MPOU3BOTHOE TUAPOKCUILHOMN T'PYIIITBI, KOTOPOE YCTOWYMBO B YCITIOBHUSIX
TJIAHUPYEMBIX PEAKIUIA, T/Ie YKa3aHHYIO TUIPOKCUII3AIIUTHYIO TPYIIITY 3aT€M HE0O0s3aTeIbHO
MOYHO CEJIEKTUBHO YAAIUTh. Y Ka3aHHOE MPOU3BOTHOE TUAPOKCUIIA MOKHO MTOTYyUUTh
CEJICKTUBHOM peaKlyel TuApOKCUI3AIIMIIAIONIETO areHTa ¢ TUIPOKCUIIBHOM TPYIIION.

ITpeanonaraercs, 4TO TEPMUH "TUAPOKCUIZALIMIIAIONIAS IPYIIIA" UMEET TAKOE JKE
3HA4YEHUE, KaK U TEPMUH "TUAPOKCUII3AIUTHAS Irpynmna’.

[TpocTsie a¢hupHbIE MPOU3BOIHBIE, TAKKE KAK aJUTMIIOBBINM MPOCTON 3PUP, TPEHUTOBbIN
MPOCTOI AU, T-METOKCHOEH3UIOBBIIN MTPOCTOM 3(UP, TPUDEHUIMETHIIOBBIN ITPOCTOM 3¢hup,
2-TPUMETUIICUITUIIITUIIOBBIN POCTOM 3P, TPET-OY TUIIOBBIN MPOCTOM 3(PUp, IMHHAMUIIOBBIN
MPOCTOM 3GUP, TPONAPTUIIOBBIN MPOCTOM 3(UP, I-METOKCUPEHUTOBBIN MTPOCTOM 3PUP,
OEH3WIIOBBIN TTPOCTOM 3pUp, 3,4-TMMETOKCUOEH3UITOBBIHN TTpocToi 3dup, 2,6-
JTUMETOKCUOEH3UIIOBBIN MPOCTOM 3UP, O-HUTPOOEH3UIIOBBINM MTPOCTOM IPUP, TI-
HUTPOOEH3WIIOBBIN MTPOCTOM 3(pup, 4-(TPUMETHIICUITAIMETHI ) OCH3UIIOBBIN TPOCTOI 3¢hup, 2-
Ha(QTUIIMETUIIOBBIN ITPOCTOM 3pup, TMDEHUIMETHIOBBIN TPOCTOM 3PUp, (4-MeTOKCUPEHUIT)
(EeHUITMETHITOBBIN TTPOCTOM 3¢pup, (4-heHmtdeHnT)heHITMETUIIOBBIN TPOCTOM 3PUp, I1,IT -
JTUHATPOOEH3TUAPUIIOBBIN TPOCTOM 3GUP, S-AMOEH30CYOepUIOBBIN MTPOCTOM 3pup, TpUc-(4-
TpeT-OyTUII(hEeHUIT)METUIIOBBIN TPOCTOM 3up, (0-HADTUIT)IUPEHUIMETHUIIOBBIN POCTON
3¢up, n-MeTokcubeHWIIM(HEHUIMETUIIOBBIN MPOCTOM 3Up, TU(TI-METOKCU(DEHNIT)
(heHUIIMETUIIOBBII MTPOCTON 3Up, TpU(II-METOKCU(DEHUIT)METUIIOBBINM TPOCTOM 3PUP U 9-
(9-(beHnIT)KCAaHTEHUITOBBI TPOCTOM 3(PUP SBIISIOTCS MPUMEPAMU THAPOKCUIT3AIMTHBIX TPYIIIIL.

IM'iapokcun3auTHbie TPYIIbI B BUAE MPOCTHIX 3(PUPHBIX TPOU3BOIHBIX BKIIOUAIOT TAKKE
AJTKOKCHAJIKUIIOBBIE TTPOCTHIE 3(DUPHI (ALeTAIM U KETAJIN), TAKUE KaK 1-3TOKCUITHIIOBBIN
npoctoi 3pup, 1-MeTUI-1-MeTOKCUAITUIIOBBIN ITpOCTOM 3¢up, [(3,4-TMMETOKCUOEH3MIT)OKCH |
METHJIOBBII TPOCTOM 3(pUp, TBASIKOIIMETUIIOBBIN ITPOCTOM 3(UP, 2-METOKCUITOKCUMETHIIOBBIN
MPOCTOM 3PUP, 2-(TPUMETHIICHITAIT)ITOKCUMETHIIOBBIN IMPOCTOM 3up,
TETPATUIPONMPAHUIIOBBIN TPOCTOM 3PUP, TeTparuapodypaHUIOBbIN TPOCTOM 3pup,
METOKCUMETHIIOBBIN MPOCTOM 3(hUp, OEH3UITOKCUMETUIOBBIN MTPOCTOM 3hUp, TI-
METOKCUOEH3UITOKCUMETUIIOBBIN MPOCTOM 3(hUp, M-HUPOOESH3UTOKCUMETUIIOBBIN MTPOCTOM
3¢hup, 0-HUTPOOEH3IUITOKCUMETHUIIOBBINM TPOCTOM 3pUp, (4-MEeTOKCUGDEHOKCH)METUIIOBBIN
MIPOCTOM 3PUP, TPET-OYy TOKCUMETUIIOBBIN MTPOCTOM 3GUP, 4-NIEHTEHUTIOKCUMETUIIOBBIN IMTPOCTOM
3(up, CUITOKCUMETUIIOBBIN MTPOCTOM 3(DUp, 1-METOKCUIIMKIIOTEKCUIIOBBIN MPOCTOM 3dup, 4-
METOKCUTETPATHIPOITUPAHUIIOBBIN TpocToM 3up, 1-[(2-xmmop-4-metumn)pennn]-4-
METOKCUITMIIE PUIMH-4-UITOBBIN TIpocToit adup, 1-(2-pTopdherunt)-4-MmeToKCUITUIE pUANH-4-
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WJIOBBIM MIPOCTOM 3¢up, 1-(4-x10pdeHun)-4-MeTOKCUTTUIIEPUANH-4-UITOBBIN TPOCTOM 3pup
W 1-MeTuI- 1-0eH3UITOKCUATUIIOBBIN IIPOCTOM 3up.

IM'iapokcun3amuTHbIe TPYIIBI B BUAE MPOCTHIX 3(PUPHBIX TPOU3BOIHBIX BKIIOUAIOT TAKKE
THUOALIETATIU U TUOKETAJIU, TAKUE KaK TeTPAruIPOTHOTIMPAHUIOBBIN IMPOCTOM 3hup, 4-
METOKCUTETPATrUIPOTHOTIMPAHUIIOBBIN ITPOCTOM 3PUP, TETPATUAPOTHOGYPAHUIOBBIN TPOCTOM
a¢up wiu 1,3-0eH30/IMTHOIAH-2-UITOBBIN MPOCTOM IDUP.

I'Mapokcum3amuTHEBIE TPYIIIBI BKITIOYAOT TAK)KE CUITUIIOBBIC IMPOCTHIC A3(UPHBIC
MIPOU3BOIHBIE, TAKUE KAK TPUMETUIICUIUIIOBBIN TPOCTOMN 3UP, TPUITUIICUITUIIOBBIN IIPOCTOM
3¢bup, TPUU30TPOTUIICUIMIIOBBIN POCTOM 3(hUp, TPET-Oy TUIIIUMETUIICUIIMIIOBBIN MPOCTON
3dup, IMMETUIIM3ONPOITUIICUIIAIOBBIN MPOCTOM 3(PUp, AU TUIIU3OTPOITUIICUIUIIOBBIN TPOCTOM
3¢up, TMEHUTMETUICUITUIIOBBIN MTPOCTOM 3PUP, TPUDEHUICUITUIOBBIN TPOCTOM 3up,
JTMMETHIITEKCUIICHITUIIOBBIN IIPOCTOM 3(hup, 2-HOPOOPHUITTUME TUIICUITUIIOBBIIN TPOCTOM 3Hup,
TpeT-0y TUIAU(PEHUICUITUIIOBBINM TTPOCTOMN 3GUP, (2-TUIPOKCUCTUPHUI ) TUMETHUIICUITUIIOBBIN
MPOCTOM 3GUP, (2-TUAPOKCUCTUPUI ) TUM30TIPOTIMIICHITUIIOBBIN ITPOCTOM 3¢pup, TpeT-

Oy TUIIMETOKCU(EHUIICUITUIIOBBIN TTPOCTOM 3(pUp Ui TpeT-0yTOKCUANGPEHUICUITUITOBBIN
poCTOM APUP.

I'MapokcuI3ammuyTHBIE TPYIITBI BKITFOYAIOT TAK)KE CIIOKHBIE 3(PUPBI THIPOKCUITBHBIX TPYIIIT,
TaKue KaK aleTaTHbIN 3(pup, XjopaueTaTHbiit 3¢up, TpudTOopaneTaTHbIN 3Gup,
(dbeHokcraneTaTHeI 3pup, hopMUaTHBIN 3hup, 6eH30MIPOPMUATHBIN IDUP, TUXITOPALETATHBIHI
a¢up, TpUXIIOpaleTaTHBIN 3PUp, METOKCHALIETATHBIN 3(DUp, T-XJ10pdheHoKcuaneTaTHbIN APUp,
benunaneTaTHeI 3¢up, 3-heHUITPONUOHATHBIN 3GUp, 4-TIEHTEHOATHBIM 3GUp, 4-
OKCOIEHTaHOATHBIN 3(pUp, MUBATOATHBIN 3(UP, KPOTOHATHBIN 3UP, 4-METOKCUKPOTOHATHBIN
a¢up, aHTeNnaTHBIN 3pup, OeH30aTHBIN 3PUP WK T-(HeHUITOCH30aTHBIN 3Pup.

I'MapokcuI3amuTHEBIE TPYIIIBI BKITIOYAIOT Tak)Ke KapOOHATHI TUAPOKCUIBHBIX TPYIIII,
TaKue KaK METOKCUMETUIKapOOHAT, 9-(piryopeHUIIMEeTUIIKApOOHAT, METHUIIKapOOHAT,
3TUIIKAPOOHAT, 2,2,2-TPUXJIOPITUIKAPOOHAT, 2-(TPUMETUIICUIINIT)ITUIIKAPOOHAT,
BUHMJIKapOOHAT, aJlJTMIKapOOHAT WK M-HUTpOoeHUIKapOoOHaT.

I'iapoxcum3amuTHBIE TPYIITB BKITIOUAIOT TAKXKe CYIb(eHAThI TUIPOKCUIIBHBIX TPYIIIL,
Takue Kak 2,4-TMHUTPOPEeHUICYIb(eHar.

JIMTrMIpOKCUIT3AILMTHOM MPYIIION SIBIISIETCS J1t00ast TPyIIa, KOTopast 00pa3yeT MPOU3BOIHOE
JI0J1a, KOTOPOE SIBJISIETCSI CTAOMIIBHBIM B YCIIOBHUSIX ITPEATIOIAraeMbIX PEaKIIuii, Te yKa3aHHYIO
JUTUIPOKCUII3ALIUMTHYIO TPYIIITY 3aTEM HE0OS3aTETbHO MOYKHO CEJIEKTUBHO YIAJIUTh.
VYka3zaHHOE TUTHAPOKCUIITTPOU3BOIHOE MOKHO TIOJIYUUTD CEJIEKTUBHOM peakiueit
JUTUIPOKCUII3ALIUIIAOIIETO Ar€HTA C JUOJIOM.

KeranpHble Mpou3BOIHbIE, TAKKE KAK MU30MPOIMIMICHKETAb (AlleTOHUI),

IMKJIOTICH TWIIUACHKETAITb, IUKJIOTeKCUIUICHKETAITb, IMKJIOTEITHIIUICHKETalb, KETalh
OeH3odeHoHa, 1-TpeT-0yTUIIITUITMACHKETATh MK 1-(PeHUIITUIIMICHKETAb, 3-
NEeHTUWINAECHKETAID, 2,4-TUMeTUI-3-TIEHTWIINIEHKEeTalb, 2,6- TMMETWI-4-TeNTHINIEHKETalb,
3,3-auMeTHII-2-0y TUIIMACHKETAIb; U alleTalIbHbIe MPOU3BOJIHBIE, TAKHE KaK
OeH3WIMAeHALETab, 2,4-TMMETOKCUOEH3WIMACHALETAllb, 4-HUTPOOEH3WIMAeHALETalb, 2,4,6-
TPUMETHIIOCH3WINACHANETATb, 2,2-TMMETHII- | -TTPONMIINIEHALICTA)Th, METUIICHALICTAITb,
STWIMACHALETAb, I-METOKCUOCH3WINACHALETAIIb, TPET-0y TUIIMETUIIMICHALETANb, 3-
(OeH3UIIOKCH ) TPOTTMITHICHATIETAITb, AlleTAlIb AKPOJIeUHA, 2-HUTPOOEH3UINIEHALIETAITb,
ME3UTUJICHALIETAIb WIIM alleTallb 2-HadTaabAerua, IBISIIOTCS MPUMEpaMu
JTUTHIPOKCUII3AIUTHBIX TPYIIIL.

Jpyrue IMruApOKCUI3AIMTHBIE TPYMIbI BKIIOYAIOT HIMKIMYECKUE OPTOIPUPHI- UK
OpTO3(PUPBHI, TAKME KAK METOKCUMETUIICHALETAJIb, STOKCUMETHUIICHALIETAIb, 2-
OKCAIMKJIOTICHTUIIMIEHOPTOA(PUP WIIM U30TTPOTIOKCUMETUIICHANIETATTb.
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Jpyrue IuruIpoKCHUI3aIMTHBIE TPYIITBI BKIIOUAIOT OMcaneTaIbHbIe TPOU3BOIHbIE, TAKHE
Kak OyTaH-2,3-0ucaneTalib Wi HIMKJIOTeKCaH- 1,2-auaneTalnb; Ik JUCTIMPOKETAIH, TAKUE KaK
OKTaruapo|2,2'|ounupaHuiIKeTab.

Jpyrve IuruipOKCUI3AIIMTHBIE TPYIIIIbl BKIKYAOT CWIMIITPOU3BOAHbBIC, TAKHE KAK JIH-
TPeT-OyTUIICUIIUIIeH-, AUATIKUIICUIIUIIEH-, 1,3-(1,1,3,3-TeTpan30nponuiIuCUIOKCAHUTUIACH)-,
1,1,3,3-TeTpa-TpeT-0y TOKCUIUCUIIOKCAHUIUICH-, METHJICH-OHC-
(TMU3OTTPOTIMIICHITAHOKCAHWIHICH)- WiH 1,1,4,4-teTpadernit- 1,4-TMCUITaHITUACHITPOU3BOTHEIE.

JIMruaApOKCUIT3aIIUTHBIE TPYIITBI BKIIOYAIOT TaK)Ke UKIIMYECKHe KapOOHATHI.

Jpyrue TUrugApoOKCUI3aMTHBIE TPYIIBI BKIIOYAIOT UKINYECKUEe OOPOHATHI, TAKUE KaK
(dheHu100poHaAT, METUIIOOPOHAT WJIU 3TUIIOOPOHAT.

I'mapoxcum3amuTHbIE TPYIITBI U AUTUAPOKCUII3AIUMTHBIE TPYIIIBI BKIFOUAOT TAKXKE
HaHECEHHBIC Ha TBePIyIo (ha3y 3aIUTHEIC TpymIbl. HaneceHHbIe HA TBepayIo (ba3y peareHTsl,
MIpUMEHsIEMbIE U1 BBEJCHMS HAHECEHHBIX Ha TBEPYyIO (pa3y 3allUTHBIX TPYIIl, MOTYT
BKJIIOYATh, HAIIPUMED, CBSI3AHHBIN C IMTOJIMMEPOM 2-XJTOPTPUTWIXJTIOPU]T IJIS1 BBEJCHUS
HaHECEHHOM Ha TBePAYIO (pa3y TPUTHUIIZAIIMTHOM I'PYIIITBI MITH ALETUIITIOIMCTUPOIBHYIO CMOJTY
Wi 4-(4-ruapoxcudeHnn)0yTaH-2-0H, OCaXIEHHBIN Ha CMOJTY, JIJI5l TOTYYEeHUS OCAXKICHHBIX
Ha TBepylo a3y KeTaab3allUTHBIX TPYIIII.

Bce HeorpaHuurBaroIye npuMepbl THIPOKCUIIBAIIMTHBIX TPYII U AUTUIPOKCUIZAIIUTHBIX
CpYIII, BKJIFOYEHHBIE B 00BEM TAaHHOTO U300pETEHHs, MOXKHO, HAIPUMEDP, HAUTU B Iy OJIMKALIN

"Protective Groups in Organic Synthesis", 4" ed. PG.M. Wuts; T.W. Greene, John Wiley, 2007,

page 16-366, u B myonukanuu PJ. Kocienski, "Protecting Groups", 34 ed. G. Thieme, 2003,
KOTOpPBIE TAKUM 00pa30M BKITIOUEHBI B KAY€CTBE CCHUIOK.

AHTeIMKOBas KUCTIOTA SABJISETCS 2-MeTUI-2(Z)-0yTeHOBON KUCTIOTOM.

TurnvHoBast kucioTa sBisieTcs 2-meTuia-2(E)-O0yTeHOBOM KUCTIOTOM.

ITpeanomaraercs, 4TO TEPMUH "aJIKWI" O3HAYAET PaJMKaJl, ITOJIy4aeMblid, KOrAa OIUH
aTOM BOJIOPOJA YAAJMIOT y YIJIEBOAOPOAA. YKa3aHHbIN ajlKui coaepxur 1-20,
MPEeANOYTUTENBHO 1-12, Hartpumep, 1-6 aTOMOB yriiepoa. TOT TEPMUH BKIIIOUAET MTOAKIACCHI
HOPMAaJIbHBIX AJIKWIOB (H-QJIKWJIOB), BTOPUUHBIX U TPETUUHBIX AJIKUIIOB, TAKUX KAK METHUII,
3TWJI, H-IIPOITUJI, U30MIPOIINI, H-OYTUJI, U300y TUJI, BTOP-OYTUII, TPET-OyTHII, IIEHTUIT U
W30ICHTHUIL.

[Tpeanonaraercs, 4TO TEPMUH "aIKEHWI'" O3HAYAET PAIUKAIL, ITOJIy4aeMbIi, KOTJa OJIUH
aTOM BOAOPOJA YIAJIAIOT Yy YIJIEBOAOPOIA, COAECPKAIIETO IO MEHBIIEH MEPE OJTHY ABOHHYIO
cBs13b C=C. YKa3aHHBII AJIKEHWU] COJAEPKUT 3-12, mpeAnoYTUTENIbHO 3-6 aTOMOB yriepoa,
HaIpuMep, MPEACTABISIET COOOM aJlTUIL.

[Tpenmormaraercs, 9TO TEPMHH "aJIKWITAJIOTEHUI" O3HAYAET MOJIEKYITY OOIIeH (hOPMYIThI
R-X, re R mpencrasiser codoli HeoOs3aTeIbHO 3aMEIIEHHYIO AJIKUIBHYIO TPYIITY, KOTOpast
MMEET YKa3aHHOE BBIIIIE 3HAUCHUE, U X MIPEACTABIISIET COOOM JTI000M rajIoOreHHbIN 3aMECTUTETb,
TaKOM KaK XJI0p, OpOM WJIU MOI.

[Ipeamnonaraercs, 4To TEPMUH "aJTKEHWITAJIOTEHU " O3HAYAET MOJIEKYITy 00111el PopMyJIbI
R-X, rae R mpeacrasiser co0oi He00sS3aTEIbHO 3aMEIICHHYIO aJTKeHUJIbHYIO TPYIITY, KOTOpast
MMeeT YKa3aHHOE BBIIIIE 3HAaUEHHUE, U X MPEACTABIISIET OO0 1000 raJIoreHHbIN 3aMECTUTEb,
TaKOM Kak XJIop, opom wiu Hoa. [lpeanonaraercs, 4To TEPMUH “aTKOKCH O3HAYAET paAUKaIl
dhopmynel -OR', B kKoTopot R' mpeacTaBiseT coOol alKuil, yKa3bIBaeMbIl BBIIIE, HATIPUMED,
METOKCH, ITOKCH, H-ITPOIMTOKCH, U30MPOTIOKCH, OYTOKCH U T.]I.

[Tpeanonaraercs, 4TO TEPMUH "AITKOKCUAIKUAI" O3HAYAET AJIKAIIbHBIN parKall, KOTOPBIH
MMEET YKA3aHHOE BBILIE 3HAYEHUE U KOTOPBIN 3aMEIIEH AJIKOKCUPAIUKAIIOM, KOTOPBIA UMEET
yKa3aHHOE BBIIIE 3HaUeHUE, TO ecTh R'-O-R'-, riie kax bl R' ipeacrapisieT coool ankul,
KOTOPBII UMEET YKa3aHHOE BBIIIIE 3HAUEHUE, TpUYeM R' MOTYT ObITh OJJMHAKOBBIMU WIIU
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Pa3HBIMU, HAIIPUMEDP, METOKCUMETUIT, ITOKCUMETHII.

ITpennonaraercs, 4TO TEPMHH "aJTKOKCUAJIKWITAIOTEHU " 03HAYAET MOJIEKYJTy OO1Iei
dbopmynbel R'-O-R'-X, B KoTOpol Kaxabid R' ipeacTasisgeT co60i aaKkuiI, KOTOPBIM HMeeT
yKa3aHHOE BBIIIE 3HAUEHHUE, TPpUYeM R' MOTYT OBITh OJTMHAKOBBIMH WJIM PA3HBIMU, U X
MPEICTABIISIET COOOM JIF0OOM raJIoTeHHbIN 3aMeCTUTE b, TAKON KaK XJIOp, OpOM WU Mo,
HAIIPUMEpP, METOKCUMETUIIXJIOPUI, ITOKCUMETUIIXIIOPHU/IL.

[Tpenmomaraercs, 4To TepMUH "aIKUITKapOOHWIT" o3HavaeT paaukai popmyiasl -C(O)-R',
B KOTOpo# R' mpencTasisieT coOo alkuil, KOTOPbIA UMEET yKa3aHHOE BBIIIE 3HAUEHUE,
HaIlpUMep, ALEeTUI.

ITpeanonaraercs, 4To TEPMUH "aJTKEHWIKAPOOHUIT" o3HauaeT paaukai popmysl -C(O)-
R', B koTOpO#1 R' peacTapisieT coO0M alKeHUIT, KOTOPBIA UMEET yKa3aHHOE BhIIIIE 3HAUEHUE,
HaIlpUMEp, AHTEJTOUIT.

ITpeanonaraercs, 4To TepMUH "apun” o3HavaeT paaukana GOpMyJbl Ar-, TOJyYeHHBIH,
KOTJ1a OJMH aTOM BOAOPO/ia YAAISIOT Y HIMKIMYECKOTO YIJIEPOJICOICPKAIIETO COEAUHECHUS
C JIEJIOKAJIM30BAHHOM (4n+2)-7T-3JIEKTPOHHON CUCTEMOM, N paBHO LEJIOMY uucity >0,
npeanouytutenbHo 1 wm 2. [Tpumepamu Ar- siBrisitorest e, 2,4,6-Tpuxinopdenu, 4-
HUTpOdEeHU.

ITpeamomaraercs, YTo TEPMUH "apuiIalIKuiI" 03HavaeT paaukall popmyisl Ar-R"-, roe Ar-
R" npeacrasisieT coO0i aTKWIbHBIN paivKall, KOTOPbIM UMeeT yKa3aHHOE BbIIIE 3HAUCHUE,
3aMEIIEHHBIA apOMAaTUUECKUM PaJUKAIIOM, HATTPUMED, OCH3UIL.

ITpeanonaraercs, 4YTO TEPMUH "TAJIOT€HAHTUIPUI] KUCTIOTHI" O3HAUAET MOJIEKYJTy OOIIIei
dhopmynel R'-C(O)-X unu Ar-C(O)-X, B koTopoit R' ipescrasiisieT coboit Heo0s3aTeIbHO
3aMELICHHBIN AJIKWII WM AJIKEHUJI, KOTOPBIA UMEET YKA3aHHOE BbIIIIE 3HAUCHUE, AT
MPEJICTABIISIET COOOM HEOOSA3aTEIbHO 3aMEIIICHHBIN apul, KOTOPBIM UMeeT yKa3aHHOE BBIIIE
3HaueHMe, U X MPeICTaBIIsIET COOOM rajoreH, TakKoh Kak Xjaop, OpoM UjIu MO/, yKa3bIBaeMBbIH
B KOHTEKCTE. [[puMepamu raJIoreHaHTUAPUIOB KUCIIOT SIBJISTFOTCS AUETUIIXJIOPU/T,
XJIOPALETUIXIOPUL, (PEHOKCUALIETUIIXIIOPUT, OEH30WIXIIOPUL, 2,4,6-TPUXITOPOCH3OWIIXIIOPUI,
4-HUTPOOECH3OWIIXIOPHUT UITH aHTEJTOUIIXTIOPUI.

[Tpenmnonaraercs, 4To TEPMUH "aHTUIPUI KUCIOTHI" O3HAUAET MOJIEKYITY 00111el (hOpMYyIIbl
R'-C(0O)-O-C(0O)-R' umu Ar-C(0O)-O-C(O)-Ar, B koTOpoii R' ipeacrasisieT coooi
HE00s3aTeIbHO 3aMEIICHHbIN AJTKUIT WA AJIKEHWT, KOTOPbIN UMEET YKa3aHHOE BBIIIIE 3HAUEHHUE,
U Ar TIpe/icTaBIIsieT COO0M He0Os3aTEIbHO 3aMEIICHHBIN apuil, KOTOPbIN UMEET YKa3aHHOE
BbILIE 3HAUeHUE. [IpuMepamu aHTUAPUIOB KUCIIOT SIBJISIFOTCS YKCYCHBIA aHTUIPU/L,
AHTEJIMKOBBIN aHTUAPU, OCH30MHBIN aHTUAPUI WU 2,4,6-TpUXIIOPOEH30MHBIN aHTUAPUI.

[Tpeanonaraercs, YTO TEPMUH «CMEIIAHHBIN AHTUAPUA" O3HAUAET MOJIEKYITy OO0IIeH
dhopmyiel R-C(0)-O-C(0O)-R” unmu Ar-C(O)-O-C(O)-R', B koTOpoii R- u R'- IBII0TCS pa3HBIMU
1 R'u R" npeacraBisioT coOoi HeoOsI3aTeIbHO 3aMEIICHHBIN aJTKUIT WIIM aJIKEHUIT, KOTOPBIA
MMeeT yKa3aHHOE BBIIIE 3HAUEHUE, U Ar TTPEACTaBIIsIeT cOO0M HEOOS3aTEeIbHO 3aMEIIIEHHBIN
apwuil, KOTOPBIA UMEET YKa3aHHOE BblllIe 3HaUeHueE. [ IpumMepamMu «cMemaHHbIX aHTUAPUIOB"
SIBIISIIOTCSI aHTEITOWII-2,4,6-TpUXI0OpOCSH30MHBIN AaHTUIPU/T U AHTEIIOUI-4-HUTPOOCH30MHBIN
AHTUAPU/IL.

ITpeamonaraercs, 4To TEPMUH "aJIKOKCUKApOOHMII" 03HavyaeT paaukai popmyiasl R'-O-C
(O)-, B koTopotii R' mpeacTaBiisieT co60# alIKWII, KOTOPbIN UMEET YKa3aHHOE BbIIIE 3HAUCHHE,
HaIpuMep, METOKCUKAPOOHUII, 3TOKCUKapPOOHUII, H-ITPOTTOKCUKAPOOHMIT,
U30IMPONOKCUKAPOOHUI, TPET-OYyTOKCUKAPOOHUI U T.1.

ITpeanonaraercs, 4To TEPMUH “apwicyiabdeHut” obo3Hauaet paaukain Gopmyiasl Ar-S(O)
-, BKOTOPOI Ar- UMeeT yKa3aHHBIE BBIIIIEe 3HAUEHUE, HATIPUMED, 2,4-TMHUTPODEHUIICYTH(HEHUIT.

ITpeanonaraercs, 4To TepMUH "MOI" O3HAYAET MOJIEKYIIY, COACPKAIIYIO JIBE WU OoJiee
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TUAPOKCUIIBHBIX TPYIII, B KOTOPO#A IBE TUIPOKCUIIbHbBIE TPYIIIBI HE IPUCOEAUHEHBI K OTHOMY
U TOMY ke aToMy yriepoja. OObIUHO JTUOI3AIIMTHBIE TPYHITBI IPUMEHSIIOT JJIs 3a1UTHI 1,2-
JMoJ10B w/uii 1,3-auonoB. [ Ipumepamu "1M0I0B" SIBJISIIOTCS MUHTE€HOJI UJIM MHITE€HOJI-3-aHrenar.

ITpeanonaraercs, 4TO TEPMUH "aKTUBUPOBAHHOE ITIPOU3BOIHOE KUCIIOTBI" O3HAYAET
MPOU3BOTHOE KUCIIOTHI, KOTOPOE MPHU BEIOPAHHBIX YCIOBUSIX peaKIMu OyIyT pearupoBaTh
JIerde, YeM COOTBETCTBYIOIIAsI KUCIIOTA, CO CIUPTOM ¢ 0Opa30BaHUEM CIIOKHOTO 3dupa.
[Tpumepamu "aKTHBUPOBAHHBIX IPOU3BOAHBIX KUCIOT" SIBIISIFOTCS TAJIOT€HAHTUAPUIBI KUCIIOT,
AHTUJIPUJIBI KUCIIOT, «CMEIIAHHbBIE AaHTUIPU/IBL", METUJIAHT€IAT WJIM BUHWIIAHTEJaT.

ITpennosnaraercs, 4TO TEPMHH "peareHT COUETaHUs" 03HAYAET PEareHT, KOTOPhIN Oyner
coco0CTBOBATH 00PA30BaHUIO 3(Upa U3 KUCTIOTHI U CIIUPTA MOCPEICTBOM CBSI3bIBAHUS BOJIBI.
ITpumepamu "peareHToB CBS3bIBaHUS " SIBISIIOTCS AUIMKIIOreKcuiikapoouumua (DCC), noaua
1-meTun-2-xnmopmupuaunusi, HBTU (O-6en30Tpua3on-1-umrekcadpropdocdat N,N,N',N'-
teTpameTuityponusi), DMTMM (xnopun 4-(4,6-numetokcu-1,3,5-Tprua3us-2-umn)-4-
Metunmopdomunuust), HATU (rekcadpropdocdat N,N,N',N'-terpamernin-O-(7-
azabenzoTpua3o-1-un)yponus), EDCI (ruapoxiaopua N-(3-IuMeTUIIaMUHOTIPOITHIT)-N'-
STUIIKAPOOAUUMUIA).

[Tpeanonaraercs, 4YTO TEPMUH «aKTUBATOP» O3HAYAET pPeareHT, KOTOPbIH OyIeT
CIocoOCTBOBATh 00pa30BaHUIO 3pHUpa U3 KUCIOTHI UIM AKTUBUPOBAHHOTO IIPOU3BOTHOTO
KHUCJIOTBI M CIIUPTA IyTEM YJAJIEHUS KUCIIOTHI U3 peakumoHHoM cMecu. [Ipumepamu
"aKTUBATOPOB" SIBIIAIOTCS TPUITUIAMUH, N,N-TUM30MTPONUIITUIIAMUH, MTUPUAVH UITU Iy TUAVH.

[Ipennonaraercsi, YTO TEPMUH «KATAIU3ATOP» O3HAYAET COEAUHEHHUE, KOTOPOE IPHU
CyOCTEXMOMETPUUECKOM UJIM CTEXMOMETPUUECKOM KOJIMYECTBE WUIIM MPU U30bITKE OyAeT
YCKOPATH peakuuio 0e3 ero pacxogaoBanus. [Ipumepom katamuzartopa ssisietcss DMAP (4-
(N,N-AMMETUIAMUHO ) TUPUANH) UK 1-TUAPOKCUOEH30TPHA30I.

[Tpennomnaraercs, 4To TepMUH «(ePMEHTATUBHBIN KaTaIM3» O3HAUaeT KaTalIu3 XMMUUECKUX
peakIui crienuaIn3upoOBaHHBIMU OelTKaMH, Ha3bIBaeMbIMU GepMmeHTamu. [Tpumepamu
(hepMEHTOB SBJISIOTCS JIMMA3bl, 3CTEPa3bl, IPOTEa3bl WK KyTUHA3BI.

[Tpennomnaraercs, 4To TepMUH "3cTepas3a” o3HaYaeT GepMEHT, KOTOPBII CriocoOeH
KaTaJM3UpoOBaTh paCIHIEIIEHUE CIIOKHOTO 3(Upa Ha KUCIIOTY U CIIUPT.

ITpeamonaraercs, 4To TepMUH "NUITaza" o3HayaeT GePMEHT, KOTOPBIA CIIOCOOCH
KaTaJM3UpOBaATh TUIPOJIN3 JIUIMUIO0B. JIMMasbl 4acTo ClOCOOHBI TUAPOIU30BATH CIOKHBIE
3(uUpBbI, KOTOpBIE He SIBJIsIOTCS JunuaaMmu. [Tpumepom numnassl sBisiercs numnasa B Candida
antarctica.

[Tpenmnonaraercs, 4To TepMUH "aHrenat" o3HavaeT 3PUpP aHIeIMKOBOW KUCIOTHI.

ITpeamonaraercs, 4TO TEPMUH «3TepUPHUKAIMA" 03HAYAET PeaKIrIo, B KOTOPOM
TUAPOKCWIbHAS I'PYNIIA COEAUHSIETCS C MOAXOASIINM PEATEHTOM, T.€. COEUHSIETCS C
KapOOHOBOM KUCIIOTOM WITU IMTPOU3BOIHBIM KAPOOHOBOW KMCIOTHI MPU MOAXOISIIUX YCITOBUSIX
peakiuu, ¢ 00pa3oBaHUEM CIIOKHOTO 3upa.

[Tpenmnonaraercs, YTO TEPMUH “THAPOKCUII3AIIMTHAS T'PYIINA B BUAE MPOCTOro 3upa”
O03HAYAET TMAPOKCWIZALIUTHYIO TPYIITY, B KOTOPOU TMAPOKCUIbHAS IPYIIIA, KOTOPAS JOJIKHA
OBIThH 3aIMIIEHA, SBJISETCS YaCThIO TPOCTOM 3(PUPHON TPYIIIHI.

[Tpeamonaraercs, YTO TEPMUH “THIPOKCUII3AINUTHAS TPYIINA B BUAE CIOKHOTO 3dupa”
O3HAYAET TMAPOKCUWIZALIUTHYIO TPYIITY, B KOTOPOU TMAPOKCUIbHAS TPYIIIA, KOTOPAS JOJIKHA
OBITh 3alUIIEHA, SIBJISETCS YACTHIO CIIOKHOW 3(UPHOM TPYIIIIHL.

ITpeanomaraercs, 4TO TEPMUH "TUAPOKCUI3ALMTHAS IPYIIIA B BUJIE aneTals" O3HA4aeT
TUIPOKCUII3AIIMTHYIO TPYIIY, B KOTOPOM TMAPOKCUIIbHAS I'PYIINA, KOTOPas J0JKHA ObITh
3aIMIIEHA, SBJISIETCS YACThIO ALETAJIbHOW I'PYIIIIHIL.

ITpennonaraercsi, YTO TEPMUH "TUAPOKCUIZAIMTHAS TPYIINa B BUJIE KETAIA'" O3HAYAET
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TUAPOKCUII3AIIMTHYIO TPYIITY, B KOTOPOM THAPOKCUIIbHAS TPyIIIa, KOTopas J0JDKHA ObITh
3AIMIIEHA, SIBJISIETCS YACThIO KETAJIbHOW TPYIIIIEI.

[Tpeanonaraercs, 4To TEPMUH “TUIAPOKCUIZAIIMTHAS TPYIINA B BUJIE IPOCTOrO CUIIMIIOBOTO
adupa’” 03HAYAET TUAPOKCUIIZAIIMTHYIO TPYIIITY, B KOTOPOI TMIPOKCUIIBLHAS TPYIIIa, KOTOopast
JIOJDKHA OBITH 3alMIIEHA, SIBJISIETCS YaCThIO TPYIMIIBI TPOCTOTO CUIIMIIOBOTO 3dupa.

[TpenmomaraeTcs, 4To TEPMUH "THAPOKCUI3AIIMTHAS TPYIIA B BUAC Cy/Ib(eHaTa" 03HAUyaeT
TUAPOKCUII3AIIMTHYIO TPYIIITY, B KOTOPOU FMAPOKCUIIbHAS TPYIIa, KOTOpas 10JKHA ObITh
3allUIIEeHa, SIBJISIETCS YaCThIO CYIb(PeHATHOMN TPYIIIIHI.

ITpennosnaraercs, 4TO TEPMUH "TUAPOKCUIZALIUTHAS TPYIIIIA B BUJE O0poHaTa" 03Ha4YaeT
TUAPOKCUII3AIIMTHYIO TPYIITY, B KOTOPOM TMAPOKCUIIbHAS TPYyIIia, KOTOopas 10JDKHA ObITh
3alUIIEeHA, SIBJISETCS YaCThI0 OOPOHATHOM T'PYIIIIHI.

ITpennonaraercs, 4To TEPMUH "TUAPOKCUIZAIIMTHAS TPYIINa B BUAE KapOoHaTa" 03HAYaeT
TUAPOKCUII3AIIMTHYIO TPYIITY, B KOTOPOM THAPOKCUIIBHAS TPyIIIa, KOTopas J0JDKHA ObITh
3alHUIIEHA, SIBJISIETCS YACThI0O KAPOOHATHOM I'PYIIIIHI.

BapuaHTs! ocyiiecTBiIeHUs

B ogHOM BapuaHTe OCYIIECTBICHUS N300 PETEHNUE OTHOCUTCS K CIIOCOOaM TTOTyUeHUsT
vHreHou-3-anrenara (I) uz uarenodna (Il), y KOToporo oJiHa Ui HECKOJIbKO TUAPOKCUIIBHBIX
TPYIII 3AIUIIEHBI TUAPOKCUIZAIIMTHBIMU I'PYIIIIAMU WIH JIATUAPOKCUII3AIIMTHBIMU TPYIIIIAMU.

B onHOM BapuaHTe OCYIIECTBIICHUS U300PETEHUE OTHOCUTCS K CITIOCOOY MOTyUeHUs
uHreHos-3-anrenarta (1aR,2S,5R,5aS,6S,8aS,9R,10aR)-5,5a-iuruapoxcu-4-(ruipoOKCUMETUIT)
-1,1,7,9-terpameTunn-11-okco-1a,2,5,5a,6,9,10,10a-oxrarnapo-1H-2,8a-MeTaHOUMKIIOTIEHTA
[a]uukonponae]uukiIoaeeH-6-UuI0BOT0 3dupa 2-MeTuiI-2(Z)-0yTeHoBok kuciaoTsl) (I) u3
nHrenomna (10),

COAEPIKAIIEMY CIIEAYIOIIUE CTAINN:
(a) 3ammTa OJHOM MM 00EUX TMIPOKCUIBHBIX I'PYII B MOJIOXKEHUIX 5 U 20 HHIeHOoTIa
3aIMTHOM TPYMIION C MOoTyuyeHreM coequHenus ootert popmyst (I111) umm (IV)

B KOTOpo¥ Ry npeacrapisieT coOol rMIpOKCUII3AIMTHYIO Ipynny U R, mpeacrasiser

co001i BOZOPOT WM TUAPOKCUII3AIIMTHYIO TPYIITY WK B KOTOpol D mpencrasisier coboii
JTUTUIPOKCUII3AIMTHYIO TPYIIIY,
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(b) atepuduxanus coemureruit (I11) umu (IV) ¢ moaydeHreM coeTMHEHUI 00111el (hOPMYITBI
(V) mmu (VD)

B KOTOpBIX R, Ry 1 D uMmeroT 3HaueHus1, ONMCaHHbIE BBILIE, U
(c) ynaneHue TuAPOKCUII3AIIMTHBIX IpynIl Ry uinu Ry wiu Ry, unmu D y coennnenuit (V) wim

(VI) ¢ nonmydyenueM uHrenoJi-3-anresnara (I).

B npyrom BapuaHTe OCYIIECTBICHUS M300PETEHHUE OTHOCUTCS K CIIOCOOY TOTYUCHHMS
uHrenon-3-anrenarta (1aR,2S,5R,5aS,6S,8aS,9R,10aR)-5,5a-iuruapoxcu-4-(ruipoOKCUMETUIT)
-1,1,7,9-terpameTrun-11-okco-1a,2,5,5a,6,9,10,10a-oxrarnapo-1H-2,8a-MeTaHOUUMKIIOTIEHTA
[a]uukonponale]uukiIoAeeH-6-UuI0BOT0 3dupa 2-MeTuiI-2(Z)-0yreHoBol kucioTsl) (I) u3
unrexnosua (II)

(1)

COZEPIKAIIEMY CIIEAYIOLIUE CTAIUU:
(d) atepucukanms uaresona (1) c momyyenuem coeaunenust popmysst (VII)

HO
RO =0

20
o
(VII)
\
B KOTOpoM Ry npeacTaBisieT coOo¥ BOJOPO UIIM AaHTEJIOUT, U

(e) pacmieruieHre aHTrenaTHOTO 3(Upa(oB) B MOJTOXKEHUH 20 WITH B TTOJI0XKEHUSIX 5 1 20
coenuHenusd (VII) ¢ monyyenreM uHreHos-3-anrenara (I).

B npyrom BapuaHTe OCYIIECTBICHUS M300PETEHNUE OTHOCUTCS K CIIOCOOY TMOTyUSHHUS
uHrenon-3-anrenarta (1aR,2S,5R,5aS,6S,8aS,9R,10aR)-5,5a-nuruapoxcu-4-(ruipOKCUMETHIT)
-1,1,7,9-terpameTui-11-okco-1a,2,5,5a,6,9,10,10a-oxkraruapo-1H-2,8a-MeTaHOIMKIIOTIEHTA
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[a]uukonponale|uukiIoaeeH-6-uI0BOT0 3upa 2-MeTuiI-2(Z)-0yTeHoBok kucioTsl) (I) u3
narenona (II)

COoZEpKaILEMY CIEAYIOLIUE CTAUK:
(f) cenextuBHas sTepudrKanms 3-ruIpOKCUIBLHOM rpynibl coequHenus (11) ¢ momydyennem
uHreHoj-3-anrenaata (I).
B ogHOM BapuaHTe ocyliecTBiIeHUs Ry MOXKeT peAcTaBiIsaTh cOO0M BOTOPOT MK R

MOXET MPEACTABIATh COOOI MPOCTYIO AIPUPHYIO, AllETATBHYIO, KETAIbHYIO, CUIMIHHYIO
MPOCTYI0 3UPHYIO, CITOKHOIPUPHYIO, KAPOOHATHYIO UJTH CYJIb(EHATHYIO TPYIIILY,
SIBJISTIOIIYIOCS TUIPOKCUIT3AIIUTHOM TPYIIION, U Ry MOXKET MpecTaBiIsiTh COOOM BOIOPOT

WK TIPOCTYIO 3UPHYIO, aAlleTATIbHYIO, KETATbHYIO, CUIIMIBHYIO IPOCTYIO 3(DUPHYIO,
CIIO)KHOA(HUPHYIO, KapOOHATHYIO WM CYTh(EHATHYIO TPYIIITY, SBIISIONIYIOCS
TUAPOKCUIIZAIIMTHOM TPYIIIION.

Hanpumep, R| MoxeT ObITh BBIOpAH U3 TPYIIIIbI, COCTOSIIEN U3 BOJOPOAa, [(3,4-

JMMETOKCUOCH3MIT) OKCH |METHIIA, TBASIKOJIMETHIIA, 2-METOKCUITOKCUMETHUJIA,
TeTparuapoIupanuia, Terparuapodypanuna, 1-aToKCUITUIA, 1-METHIT-1-METOKCUATHIIA,
aJlInIa, PeHuIa, I-MeTOKCUOeH3MITa, TpueHuIMeTrIA, 2-(TPUMETHIICHUIINIT)3TOKCUMETHIIA,
TPUITUIICHUIIWIIA, TPUU3OTIPOIUIICHUIIWIIA, TPET-0Oy TUIIMMETHUIICUITUTIA,
JMMETHIIU30IIPOTUIICUIINIA, TUITUIM3OMPOIIMIICHIIAIIA, TPET-Oy T An(eHUICUInIA,
TpudEeHUIICUITUIIA, alleTHIa, XJIOpaleThiIa, GeHOKCHaleTHIa U aHTEIIONUIA.

R, MOeT ObITh, HAITPUMED, BBIOpAH U3 I'PYIIbI, COCTOSIIIEH U3 Bogopoaa Ui [(3,4-

JIMMETOKCUOEH3MIT)OKCH |METHIIA, TBAaSIKOJIMETHIIA, 2-METOKCUITOKCUMETHIIA,
TeTparuIpoNMpaHuiia, Terparuapodypanuia, 1-3TokcuaTuia, 1-MeThiI-1-MeTOKCUITHIA,
aJiniIa, MpeHua, -MeToKCUOeH3u1a, TpudeHunMeTuna, 2-(TpuMeTUIICUIINIT)3TOKCUMETHIIA,
TPUITHIICUIINIIA, TPUU3OIPOIIMIICHUIINIIA, TPET-0yTUIIMMETHUIICUITNTIA,
JTUMETUITA30TIPOTTAIICHITUIIA, TUITUITU3OTPOITUIICHITUIIA, TPET-0y T IM(pEHUIICHITHATIA,
TpudeHUICUINIA, aneTuaa, XJJopaueTuia, GeHOKCcUaneTuIa Ui aHTreJIousa.

B npyrom BapuaHTe ocyiecTBaeHUSI D MOXKeT MpeaCTaBIsATh COOOM aleTaIbHYIO,
KETaJIbHYIO, TUALETAIbHYIO, TUKETAJIbHYI0, OPTOIPUPHYIO, CWIMIIBHYI0, OOPOHATHYIO WM
KapOOHATHYIO I'PYIIILY, SIBJISIOIIYIOCS AUTUIPOKCUIZALLIUTHON IPYIIIONA.

Hampumep, D MmoxeT ObITh BBIOpAH U3 TPYIIIbI, COCTOSIIEH U3 U30TIPOIUIIN/ICHA,
[IMKJIOTNICHTUIIN/IEHA, IUKIJIONeKCUITUIEHA, TT-METOKCUOEH3WIMAEeHA, METOKCUMETHUIIEHA, 2-
OKCAUMKJIONIEHTUINACHA, 2,3-TMMEeTOKCUOYyTaH-2,3-1uuna, 1,2-IMMeTOKCUIIMKIoreKcan-1,2-
Jyunia, okTaruapol2,2'|ounupan-2,2'-auuna, u-TpeT-oyruincuiunesa, 1,3-(1,1,3,3-
TETPaN30NPONUIAUCUIIOKCAHWIIUIEHA ), PeHUITOOpOHAaTa, 3-TIEHTUIUICHA, 2,4- TUMETUI-3-
MIEHTUIIUACHA, 2,6-TUMETUI-4-TeNnTUInIeHa, 3,3-TuMeTuII-2-0yTuiraeHa, 1-penu-1-atuiuaeHa,
OcH3WIMACHA, 2,4-TMMETOKCUOCH3WIN IeHa, 4-HUTPOOCH3UIMACHA, 2,4,6-TpPUMETHIIOCH3WIMICHA,
2,2-IUMETWI- | -pONUIIMAEHA, STOKCUMETUJIEHA UJIU U30TTPOTTIOKCUMETHUIIEHA.

B xoHKpeTHOM BapuaHTe OCyIlecTBIIeHUs R mpeacTasisieT coOol THIPOKCUII3AIUTHYIO
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rpymmy ¥ R, mpencrasiser co60it BOAOPO/I.
B npyrom KoHKpeTHOM BapuaHTe OCyIllecTBIIeHUs! R3 mpeacTrasiser coOoi BOLOPO/I.

B apyrom BapuaHTe OCyIIeCTBICHUS U300 PETEHHUE OTHOCUTCS K CITOCO0Y, B KOTOPOM
craaus (b) conepxut peakuuto coenunenud (1) wmu (IV), roe Ry, R, u D umerot 3Hauenus,

YKa3aHHBIE BBILIE, C AHTEIIMKOBOM KUCIIOTON B IPUCYTCTBUM PEAreHTA COYETAHUS WU
dbepmeHTa.

B npyrom BapuaHTe oCyiecTBI€HUSI U300pEeTEHHE OTHOCUTCS K CITOCO0Y, B KOTOPOM
craaus (b) conepxut peakumro coeaunenus (1) wnu (IV), y kotoporo Ry, R, u D nmeror

3HAYEHMS], yKA3aHHBIE BbIIIIE, C AHTEJIMKOBOW KUCIOTOW B IPUCYTCTBUU PEATEHTA COUETAHUSI.
B BapuaHTe ocyIecTBIEeHUs peareHT KOHACHCALMHU BBIOpAH U3 TPYIIIbI, COCTOSILEH U3
DCC, HATU, EDCI wim noauaa 2-xiaop-1-MeTUIUPUIAHHUSL.
B npyrom BapuaHnTe ocylecTBIEHUSI U300 PETEHUE OTHOCUTCS K CIIOCO0Y, B KOTOPOM
craaus (b) conepxut peakuuro coeauuenus (1) wm (IV), y kotoporo Ry, R, u D umeror

3HAYEHUS], YKA3aAHHBIE BBIIIIE, C AKTUBUPOBAHHBIM ITPOU3BOIHBIM AHT€JIMKOBOW KHUCIOTHI.

B BapuaHTe oCyliecTBIECHUS AaKTUBUPOBAHHOE ITPOU3BOIHOE AHTE€JIMKOBON KUCIIOTHI
BBIOPAHO M3 TPYMIIBI, COCTOSIIEH U3 METHIIAHTeIaTa, aHTeJIOWIXJIOPUIA, AaHTUIPUIA
AHIE€JIMKOBOM KUCIIOTBHIL, [(Z)-2-MeTUI0yT-2-eHOouWI|-2,4,6-TpuXxJIopOeH30aTa UM AHT€JI0MIT-4-
HUTPOOEH30MITAHTUIPUIA.

B npyrom BapuaHTe oCyiecTBIEHUSI N300 PETEHUE OTHOCUTCS K CITIOCO0Y, B KOTOPOM
craaus (b) conepxut peakuuro coenunenus (1) unu (IV), y kotoporo Ry, R, u D umeror

3HAYEHUS], YKA3aHHBIE BBIIIIE, C TAJIOTEHAHTUAPUIOM AHTEJIMKOBOM KUCIOTBI UJIU C AHTUIPUIOM
AHTEJIMKOBOM KUCIIOTHI, UJIM CO CMEIIAHHBIM AaHTUIPUIOM AHT€JIMKOBOW KHUCIIOTHI.

B BapuaHTe oCcyliecTBIEHUS TAIOTEHAHTUAPUIOM AHTEJIMKOBOM KUCIIOTHI SIBIISIETCS
AHTEJIOUIIXJIOPUL.

B BapuaHTe OCyIIECTBIEHNUS] CMEIIAHHBIM AHTUIPUIOM AHTE€IIMKOBOW KUCIOTHI SIBJISIETCS
[(Z)-2-mMeTunOyT-2-eHOMIN|-2,4,6-TpUXTIOPOEH30aT UIIM AHTEIOMIT-4-HUTPOOECH30MITAHTUAPHI.
B BapuaHnTe ocyiiecTBiaeHHsI M300peTEeHNE OTHOCUTCSI K COSTUHEHUIO 0011Iel (hOPMYIIBI

(V), B xoTopoii R| mpeacrasisieT codoit BOIOPO.I WK MPOCTYIO 3GUPHYIO, AllETAIBHYIO,

KEeTaJIbHYIO, CUWJIMIBHYIO ITPOCTYIO 3(UPHYIO, CI0KHOIPUPHYIO, KAPOOHATHYIO UK
CyJb(peHATHYIO TPYIILY, SBIISIIONTYIOCS TUIPOKCUII3AIMTHON TPYIION, U R, mpencrasiseT

c000I BOJOPO MU ITPOCTYIO 3(UPHYIO, alleTAIbHYIO, KETAIbHYIO, CUIIMIBHYIO IIPOCTYIO
3(UpPHYIO, CIIOKHOI(DUPHYIO, KAPOOHATHYIO WK CYJIh()DEHATHYIO T'PYIIITY, SIBISIOIIYIOCS
TUAPOKCUIIZAIIMTHOM TPYIIION.

B BapuaHTe ocyIecTBICHUS M300PETEHNUE OTHOCUTCS K COSTUHEHUIO O0TIel (DOPMYITBI
(V), B xotopoii R; u R, He3aBUCMMO MpeACTaBIISIIOT cO00M Bogopoa Wi [(3,4-

JTIMMETOKCUOEH3UIT) OKCU |METHUIT, TBASIKOIIMETHUIT, 2-METOKCUAITOKCUMETHUIT, TETPArUIPOTIMPAHIII,
TeTparuapodypanui, 1-aTOKCUITHIL, 1-METHUII-1-METOKCUITHIL, AJUTUII, IIPEHWUI, TI-
METOKCUOEH3MUIT, TPU(DEHUIMETHIT, 2-(TPUMETUIICUIINIT)ITOKCUMETHIT, TPUITUIICUIIUI,
TPUM3OTPOTIUIICUITUIL, TPET-0Y TUIIUMETHIICUIINI, AUMETHUITM30TTPOITUIICUIIUI,
A TUITM30TIPOTIIICHITAIL, TPET-0y T AN(EHWICHITAI, TPUGEHUIICHITUI, XJIOPALETHIT W
(heHOKCcHaneTUII.

B BapuaHnTe ocyiiecTBiaeHHs M300peTeHNE OTHOCUTCS K COETUHEHUIO 0011Iel (hOPMYIIBI
(V), B xoTopoii R| mpencrasiser codoil TMAPOKCUIZAIIMTHYIO ITpynIy U R, peacTaBisieT

co0oti Bo1opo.
B BapuaHTe ocyIiecTBiIeHUS] M300pETEHNE OTHOCUTCS K COCTMHEHUIO, BHIOPAHHOMY U3
TPYIIIBI, COCTOSIIEH U3 3-aHTeNnaTa HHIeHOI-20-(TpeT-0y THIIIMMETHIICUITUIIOBOT0) 3dupa.
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B BapuanTe ocyIecTBiIeHUS U300peTeHHe OTHOCUTCS K COSIUHEHUIO 00IIIel (GopMyIIbI
(VD), B koTopoii D nipencrasisieT coboit aneTaabHy0, KETaJbHYIO, THAlETATIbHYIO,
JIMKETAIIbHYIO, OpTO3(hUPHYIO, CUITHMIIBHYIO, OOPOHATHYIO UJIM KapOOHATHYIO
JUTUIPOKCUWIZALIUTHYIO TPYIIITY.

B BapuanTe ocyiecTBiIeHUS U300pETEHNE OTHOCUTCS K COSMHEHUIO 001IIelr (opMyIIbI
(VI), B koTopoii D mipeicTaBiseT IMKIONCHTHIINACH, IMKIIOTCKCHITUICH, TI-METOKCHOSH3UIIM/ICH,
METOKCUMETHJIEH, 2-OKCAIUKIONEHTWINIEH, 2,3-TMMEeTOKCuOyTan-2,3-auui, 1,2-
JIUMETOKCULIMKIIOTeKCaH- 1,2-Tuui1, OKTaruapo|2,2'|ounmpan-2,2'- iuni, IU-TPeT-Oy TUIICUITUIICH,
1,3-(1,1,3,3-TeTpan30onporIIMCHIIOKCAHWITHICH ), DeHUIIOOpOHAT, 3-TICHTWIIH/ICH, 2,4-TUMETHIT-
3-TIeHTUJTUCH, 2,6-IMMETUIT-4-TeNITUIIWAEH, 3,3-TuMeTHI-2-0yTuuaeH, 1-heHun-1-2TumaeH,
OeH3WIHIEH, 2,4-TMMETOKCUOCH3UITUACH, 4-HUTPOOCH3WINIEH, 2,4,6-TpUMETUIIOCH3UIU/ICH,
2,2-AUMETWII- | -TPOTIMIIKMIEH, STOKCUMETHIIEH WJIM U30TTPONOKCUMETHUIIEH.

B BapuanTe ocyiecTBIeHUS M300peTeHHe OTHOCUTCS K COCIMHEHUIO, BHIOpAaHHOMY U3
TPYMIIBI, COCTOSIIIEN U3

3-aHrenata MHreHoI-5,20-(TU(TpeT-0yTHII)CUITUIIEHOBOT0) 3dupa.

B BapuaHTe ocyIecTBiIeHUS M300PETEHUE OTHOCUTCS K COSIUHEHUIO 00IIIel (DOPMYITBI
(IV), B koTopoii D nipeacrasiseT codoit aneTaabHy0, KETaJbHYIO, THAlETATbHYIO,
JIMKETAITbHYIO, OPTO3(UPHYIO, CUITHUIILHYIO, OOPOHATHYIO UJIM KAPOOHATHYIO T'PYIIY,
SIBJISIFOILYFOCS] IMTUIPOKCUIIZAILMTHON I'PYIIIION.

B BapuanTe ocyiiecTBiIeHUS M300PETEHUS] OTHOCUTCS K COSAMHEHUIO 00111el (hopMyIThI
(IV), B koTopoii D nipencrasisieT co00l HIMKIONEHTUIIWIEH, IMKIOTEKCUITUIEH, TI-
METOKCUOEH3WIIN/IEH, METOKCUMETHIICH, 2-0KCAIMKIOTIEHTUIIUIEH, 2,3-TUMEeTOKCUOyTaH-2,3-
JUnIL, 1,2-IMMETOKCUIIMKIIOTeKCaH-1,2-1uui, okTaruapo|2,2' | nunupan-2,2'-nuui, Iu-TpeT-
OoytuncumuieH, 1,3-(1,1,3,3-TeTpan3onponuiIMCHIIOKCAHIITUACH), (heHUIOOpOHAT, 3-
NeHTUIuAeH, 2,4-1TMMeTUNI-3-TIEHTUINIAEH, 2,0-ITUMEeTUI-4-TelITUWINACH, 3,3-IUMETUI-2-
OytumuneH, 1-dbenun-1-3tumuaeH, OeH3WIUACH, 2,4-TUMETOKCHOCH3UITUICH, 4-
HUTpOOEH3WINIEH, 2,4,6-TPUMETUIIOCH3UITUIEH, 2,2- AMMETHII- 1 -POTMITUACH, 3TOKCUMETHUIICH
WJIY U30ITPOITIOKCUMETHUJIEH.

B BapuanTe ocyiecTBiIeHUs H300peTeHUe OTHOCUTCS K CO€IMHEHUIO, BHIOPAHHOMY U3
TPYHIIbI, COCTOSAIIEHN U3

MHI€HOII-5,20-(3-MEHTUIINIEH )KeTas,

UHreHoi-5,20-(2,4-nuMeTun-3-NeHTUINASH )KeTalls,

WHIeHOJI-5,20-(2,6- IuMeTUI-4-reITUIINICH )KeTas,

UHTeHOJI-5,20-IUKJIONEeHTUINACHKEeTals,

WHI€HOJI-5,20-IMKIIOr€KCUIUICHKET AL,

UHreHoJ1-5,20-(3,3-1uMeTHII-2-0y TUJTU/IEH )Ke TaJIs,

uHreHo-5,20-(1-henun-1-3TuiuaeH)KeTas,

WHIeHOJI-5,20-0eH3nInaeHaneTans,

MHTeHOII-5,20-(4-MeTOKCHOESH3UIHIEH )alieTalls,

MHTeHOI-5,20-(2,4-IMMEeTOKCUOCH3WIIMACH )alleTa I,

WUHTeHOJI-5,20-(4-HUTPOOEH3UIIUIEH JalleTaIs,

MHreHo1-5,20-(2,4,6-TpUMETUIIOCH3UIIU/ICH )alleTasl,

MHTeHOJ-5,20-(2,2-1uMeTrII- | -IIPOTWIIUJICH )aueTas,

WHreHo-5,20-MeTunopTodopmuara,

WHTEeHOII-5,20-3THIopTodopMuara,

UHTeHOoJI-5,20-(1ipon-2-un)oprodhopMuaTta WiH

UHTEeHOJI-5,20-(u(TpeT-0y THIT)CUITUIIEHOBOTO) 3dupa.

B BapuaHTe oCyiecTBIEHUS H300PETEHUE OTHOCUTCS K COSIMHEHUIO OOIIEH CTPYKTYPhI
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(VID), B koTOpOit R3 mpencrasisier co60it BOJOPO/I MIIM AHTEIIOWI.

B BapuaHTe ocyIecTBIeHHs H300peTeHHe OTHOCUTCS K TPUMEHEHMIO COSTMHEHMS OOIIIeH
dbopmyasr (I11), (IV), (V) wmu (V) B kadecTBe MpOMEKYTOTHOTO TTPOTYKTa ITOTYYSHUS UHT€HOIT-
3-aHrenara.

CUHTETHYECKHUE CITOCOOBI

Coenunenust o6umx ¢popmyi (II) u (IV) MoxkHO, HapUMep, CUHTE3UPOBAThH peaKiuei
coenuHenus (II) ¢ TuaApOKCUI3AIMIIAIOIIMM Ar€HTOM WJIA JUTUAPOKCUIIZAIIUIITAIOIINM
AreHTOM COIJIACHO CIIOCO0aM, XOPOIIIO U3BECTHBIM CIIEUATIUCTY B JAHHON 00J1aCTU TEXHUKH,

TaKUM KaK CIIocoObl, OnMcaHHble B myOMkaiuu "Protective Groups in Organic Synthesis”, 4th

ed. PG.M. Wuts; T.W. Greene, John Wiley, 2007 unu PJ. Kocienski, "Protecting groups", 3rd
ed. G. Thieme, 2003 u ccbUIKaX, IMTUPOBAHHBIX B HUX.
Hamnpumep, coequnenue (I11), y kotoporo R nmpeacrasisieT co6oit TpudeHUIMETHII U Ry

MPEACTABIISIET COOOM BOJOPO WITH TPUPEHUIIMETHIT, MOYKHO CUHTE3UPOBATh PeaKIUei
coenuuenus (II) ¢ TpubeHIMETUIICOAEPKAIIIMM PeareHToOM, TaKUM Kak propdopar
TpUDEHUIMETUIIITMPUTUHUS WA TPUPESHUIMETHITXJIIOPUT B TIOIXOISIIEM PACTBOPUTEIE,
TaKoM Kak nupuanH, N,N-numetusnhopMaMu UK TUXJIOPMETaH, B IPUCYTCTBUU WU B
OTCYTCTBHE OCHOBaHUs [Hanpumep, Opferkuch et al., Z. Naturforschung, (1981), 36B, 878].
Coenunenue (I1I), y koToporo Ry npeacrasisieT coO0M apUIaiKWI WU AJIKEHUIT, TAKOU

KaK II-METOKCHUOCH3HII WU AJIJINII, 1 R2 npeaACTaBIACT coboi BOAOPOA UK apUIIAJIKHII, NI

AJIKEHWI, MOHO, HAIIPUMEDP, CHHTE3UPOBATh peakuuei coequnenus (11) ¢ ankuiraaioreHuaiomMm
WM AJIKEHWITAJIOTEHUIOM, TAKUM KaK IMT-METOKCUOCH3UIITATIOTeHUT WK aJUTUIITAJIOTEHU]] B
MTOJIXOISIIIIEM pacTBOpUTENe, TakoM Kak N,N-muMetundopMaMu Wik TeTparuapodypa,
He00s3aTeNbHO B MPUCYTCTBUU MOAXOASIIETO OCHOBAHHUS, TAKOTO KaK KapOOHAT KaJlusl.
Coenunenue (II1), y koToporo Ry nipeacrasisieT co00l aTKOKCUATKWII, TAKON KaK

METOKCUMETHII UJTU 2-METOKCUITOKCUMETUIT U R, IipeAcTaBisieT coOoi BOAOPO WK

AIIKOKCHAJIKUII, TAKOW KaK METOKCUMETHII UJIN 2-METOKCUITOKCUMETUII, MOKHO, HAIIPUMED,
CUHTE3UPOBaTh peakuuen coeauHenus (I1) ¢ anKoKCHaNKUIraioreHuaoM, TaKUM Kak
METOKCUMETWIXJIOPUL WIM 2-METOKCUITOKCUMETUXIIOPUL, B IIOAXOIAIIEM PACTBOPUTEIIE,
TaKOM KaK TEeTparuapodypan uim TUXJIOPMETaH, HeOOsI3aTETLHO B IPUCY TCTBHUH MOIXO/ISIIETO
OCHOBaHMS, TaKOTro Kak N,N-AMU30IIpONUIITUIIAMUH.

Coenunenue (I1I), y koToporo Ry npeacraisieT coOom 2-TeTparuaponupanui U Ry

MpEeACTaBIISIET COOOH BOJOPO WK 2-TETPAruAPOIUPAHUII, MOKHO, HAIIPUMEDP, CUHTE3UPOBATh
peakuuer coenquuenud (1I) ¢ guruaponMpaHom B MOAXOASIIEM PACTBOPUTEIIE, TAKOM KaK
JUXIJIOPMETAH WM AllETOHUTPUIIE, B IPUCYTCTBUU MMOAXOAAILIENA KUCIIOThI, TAKOW KaK II-
TOJIyOJICYJIb(hOHOBAS KUCIIOTA.

Coenunenue (III), y koToporo Ry npeacrasisiet coboit cunui u R, mpeacrasisieT coboit

BOJIOPO/I WJIM CUJIWJI, MOXKHO, HAITPUMED, CHHTE3UPOBATh peakuuen coequuenus (I11) ¢
CWIWIIXJIOPUAOM, TAKUM KaK TPET-0yTUIIUMETUICUIUIXJIOPUT, TPET-

Oy T AN EHUIICUITUIIXITO Y WITA TPUM3OITPOITUICUITAIXIOPHUI, B TOJAXOISIIEM PACTBOPUTETIE,
TakoM Kak N,N-gumetusihopMaMul, MUPUIUH, TUXJTIOPMETaH, TeTparuapodypan uiu
ALETOHUTPUII, HeOOS3aTEIbHO B MPUCYTCTBUM ITOJIXOISIIIETO OCHOBAHUS, TAKOTO KaK
MMUIA30J1, TpudTWIaMUH, N,N-1uuzonponuidtuiaMut, 4-(N,N-IUMeTUIaMUHO )T PUIUH
WM 2,6-Ty TUIIMH, WK peaknuent coemuaenus (I1) ¢ cumanTpudraaToMm, TaKUM Kak TPET-

Oy TMILTUME THIICUITUITpUPTOpMETAaHCYIb(POHAT, B TTOAXOASAIIEM PACTBOPUTENIE, TAKOM KaK
JIMXJIOPMETaH, HEO0I3aTEILHO B IPUCYTCTBUM MTOJAXOASIIETO0 OCHOBAHUS, TAKOTO KaK
TPUITUIIAMUH.
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Coenunenue (I1I), y koToporo Ry npeacrapisieT coboit anKUIKapOOHUIT WU
AJIKEHUITKapOOHMII, TAKOM KaK aleTHT, XJIOPAUESTUI WM (PEHOKCUALICTUIT MITA aHTeJIOWT, U R,

MPEICTaBIISIET COOOM BOJOPO/I WM ATTKUIKAPOOHUI, WIIM aJIKEHWIKapOOHUI, MOXKHO,
HaIlpUMep, CUHTE3UPOBATh peakuuen coenuHenus (1) ¢ cooTBETCTBYIOIIMM XJIOPAHTUIAPUIOM
KHMCJIOTBI, TAKMM KaK aleTUIXJIOPU, XJIOPALETUIXIOPUI UK (PEHOKCUALIETUIIXIIOPU, WIIU
AHTEJIOWIIXJIOPUL, WK peakuuert coenraenus (1) c aHruapruaIoM KUCIOThI, TAKUM KaK YKCYCHBIN
AHTUAPU]L, XJTIOPYKCYCHBINM aHTUAPUT WIH (DEHOKCUYKCYCHBIN aHTUIPUI, WU AHTUIIPULT
AHT'€JIMKOBOY KUCIIOTBHI, B IOAXOISIIEM PACTBOPUTENIE, TAKOM KaK ITMPUAVH WIA JUXJIOPMETAH,
HE00s3aTENbHO B IPUCYTCTBUM MOAXOASIIEIO OCHOBAHUS, TAKOro Kak N,N-
JUAU30TIPOIUIITUIIAMUH WM 4-(N,N-1MMEeTWIaMUHO ) TUPUINH, UIIX PEAKLUEN COCAUHEHUS
(II) c noHOpOM anumia, TAKMM KaK BUHWAJIALETAT WIM XJIOPYKCYCHBINA aHTUIPUI, UITN
BUHWIAHT€JIAT, HEOOSI3aTEIbHO B IPUCYTCTBUY (PEPMEHTA B KAUECTBE KaTAIU3aTOPA.
Coenunenue (I1I), y koToporo Ry npeacrapisieT coOoi aTKOKCUKapOOHUII, TAKOM KaK

METOKCUKaPpOOHWI UK 9-(hIIryOpeHUIMETOKCUKApOOHUT U R, TIpeacTaBisieT co60it BOIOPOT

WJIM AJTIKOKCUKAPOOHUII, TAKOM KaK METOKCUKApOOHMIT MITH 9-(DITyOpeHUIIMETOKCUKAPOOHUT,
MOJKHO, HaIIpUMepP, CHHTE3UPOBaTh peakiuelt coequHeHus (1) ¢ COOTBETCTBYIONUM
ATKWIXJI0P(POPMUATOM B OIXOISAIIEM PACTBOPUTEIIE, TAKOM KAK IMTUPUAVH WA AUXJIOPMETAH,
HEOO0s3aTeTbHO B IIPUCYTCTBUM TOJAXOISIIETO OCHOBAHUS, TAKOTO KaK TPUITUIIAMUH WU
N,N,N'N'-TreTpaMeTUICHIUAMUH.

Coenunenue (I1I), y koToporo Ry npeacraisieT codoii apuicyiab(eHus, Takoi Kak 2,4-

JuHUTpOodeHmIcynbpeHnt u R, npeacrasiasieT co60il BOJOPOA WIIH apUIICYIb(PEHUT, TAKON

Kak 2,4-mTuHUTPOGEHWICYTb()EHUIT, MOYKHO, HATIPUMED, CHHTE3UPOBATh PEAKIMEN COSIMHEHUS
(IT) c HEeOOs3aTENBHO 3aMEUIEHHBIM CYJIb()EHUIXITIOPUAOM, TAKUM KakK 2,4-
JUHATPOGEHUICYTH(OEHUIXIIOPHU/I, B MOAXOISIIEM PACTBOPUTENIE, TAKOM KaK JIMXJIOPMETaH,
HeoOs3aTeIbHO B MPUCYTCTBUM IMOIXOISIIETO OCHOBAHUS, TAKOTO KaK MUPUINH.

Coenunenue (IV), y koToporo D nipeacrasiseT coboit anietalib, TAKOH Kak
OeH3WIN/IeHAleTallb, MOKHO, HAITPUMEDP, CHHTE3UPOBATh peakuueit coenuuenus (II) ¢
AJTBJICTUOM, TAKMM KaK OSH3aJIbJICT U, MIIH JUMETOKCHALIeTaJIeM, TAKUM KaK JTMMETHIIaleTalTb
OeH3aJIp/IeTH/Ia, B TOAXOISIIEM PACTBOPUTEIIE, TAKOM KaK AUXJIopMeTaH uird N,N-
mumeTuiopmamu, i TT'®, B IpUCYTCTBUM TTOIXO SN KUCIOThI, TAKOM Kak II-
TOJIYOJICYIBb(OKUCIOTA; WM OEH3WIMICHAIIETallb, MOKHO, HAITPUMED, TTOJIYUYUTh PEaKIUeH
coenuHenus (II) ¢ mpoOuM3BOAHBIM O, 0L-AUTATIOT€HTOYO0JIa, TAKUM KaK, HAaIlpumep, o, 0.
JMOPOMTOJTYOIT UITH O, 0L-(OUCTIMPUAMHUMN ) TOTY OJITUOPOMUI, B TIOAXOISIIEM PACTBOPUTENIE,
TakoM Kak nupuaud, [JIM®PA umu TT'®, B npucyTCTBUM MOAXOASIIETO OCHOBAHUS, TAKOTO
kak K,CO3 wim LiHMDS.

Coenunenue (IV), y koToporo D nipeacrasisieT codoit KeTaab, TAKON Kak
M3O0IPOIUIIUICHKETANIb, MOKHO, HAIIPUMEDP, CUHTE3UPOBATH peakuuen coeauHenus (II) ¢
KETOHOM, TAKUM KaK alleTOH, UM JUMETOKCUKETAJIEM, TAKUM KaK 2,2-TMMETOKCUIIPOTIAH, B
MOJIXO/ISIIIIEM PACTBOPUTEIE, TAKOM Kak AuxjaopMeTa uiu N,N-qumeTuidpopMamMul, Ui
TT'®, B pUCyTCTBUU TOAXOISIIEH KUCITOTHI, TAKOW KaK M-TOJIYOJICYIh()OHOBASI KUCIIOTA WUITU
MEeTaHCYIb(POHOBAS KUCIOTA. AUETOH U 2,2-TUMETOKCUIIPOTIAH MOTYT TaKXe IEHCTBOBATh
B KaueCTBE pACTBOPUTEIIEH.

Coenunenue (IV), y koToporo D npeacrapisier cobolt bucaneraib, Takoi kak 0yTtaH-2,3-
OucalneTaib WK MUKIIOreKcaH-1,2-Auaneraib, Uik JUCIMPOKETAIN, TAKUE KaK OKTAaruapo
[2,2']6unupanuikeTaib, MOKHO OJIYyUUTh peakuuent coequnenus (1) ¢ 2,2,3,3-
TETPAMETOKCUOYTAHOM WUJIU LUKIIOTEKCaH-1,2-TMOHOM U TPUMETUIOPTOHOPMUATOM B
MIPUCYTCTBUM TTOIXOISIIIIEN KUCIOTHI, TAKOM KaK M-TOJIYOJICYIb()OHOBAS KUCIOTA, B
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MOJIXO/ISIIIIEM PACTBOPUTENE, TAKOM KaK METAHOJI, WK PeaKIyed ¢ OUCTUTUIPOTTMPAHOM B
MIPUCYTCTBUHM TTOIXO TSN KUCIOTHI, TAKOM KaK M-TOJIYOJICYIb(OHOBAS KUCIIOTA, B
MOJIXOAAIIEM PACTBOPUTENIE, TAKOM KaK TUXJIOPMETAH.

Coemunenue (IV), y koroporo D npeacrasiseT coOoi IMKIMIeCKUi 0pTo3(hup, TAKOM KaKk
METOKCUMETHJICHALIETATh UJTU 2-OKCAIMKIONEHTUIIUIEHOPTOA(DUP, MOKHO, HAIIPUMED,
CUHTE3UPOBATh peakiuei coequHenus 11 ¢ opToahupom, TaKUM KaK TPUMETHIOPTOPOPMHUAT,
B MOAXOJISIIIIEM PACTBOPUTENIE, TAKOM KaK JUXJIOPMETaH, B MPUCYTCTBUU KUCTIOTHI, TAKOMN
KaK M-TOJIyOJICYIb()OHOBAS KUCIIOTA; WK peakiuei coequHenus I ¢
JUTAJIOTCHMETHUITATKUIIOBBIM IPOCTHIM 3(PUPOM, TAKUM KaK, HAITpUMED,
JIMXJIOPMETUIIMETUIIOBBIN 3P, B MOAXOA1IEM pacTBopurese, TakoM Kak JIM DA wmmn TT' O,
B IPUCYTCTBUM MOAXOISAIIETO OCHOBaHUs, Takoro kak LiIHMDS niu K,COs5.

Coenunenue (IV), y koToporo D npeacTaBisieT coOOOM CUITWII, TAKOW KaK TU-TPET-
OyTWIICUIIWJIEH, MOXKHO, HAIIPUMEP, CHHTE3UPOBATh peakiuer coequHenus Il ¢
JTUATTKWICWIWIIUXIOPUIOM UK TUATTKWICUIUIIMTPUDIATOM, TAKUM KaK JU-TPET-

Oy TUICUITUIIAUTPU(IIAT, B pACTBOPHUTENIE, TAKOM KaK alleTOHUTPUII, TuxiiopMeTaH wim N,N-
TUMETUI(hOpMaMul, HE0OS3aTEIbHO B MPUCYTCTBUU OCHOBAHMUS, TAKOTO KaK TPUITUIIAMUH
WM 2,6-Ty TUIUH.

Coenunenue (IV), y kotoporo D nipeacrasiser coboit kapOOHUII, MOXKHO, HATIpUMED,
cuHTEe3upoBaTh peakuueit coenunenus (1) ¢ pocrenom umu N,N'-kapOOHUITAMUMUIA30I0M B
MUPUIUHE.

Coemunenue (IV), y koToporo D ipeacrasisieT coboit 00poHaT, Takoi Kak (peHuI00poHar,
MOYXHO HalpuMep, CHHTE3UpOBaTh peakuueit coeaunenus (1) ¢ peHnndbopoHoBOM KUCTOTOI
B [IUPUUHE.

Cunte3 coenuuenuit oomeit popmysl (II) u (IV) u3 coequnenus (II) MOKHO TPOBOIUTH
KaK B PEAKTOPE NEPUOIUUECKOTO JIEUCTBUS, TAK U B TPOTOYHOM PEAKTOPE, TAKOM KaK,
Harnpumep, Alfa Laval ART® Plate Reactor 37.

Pearentsi 1151 BBeIeHUS TUIPOKCUI3AIIUTHBIX Tpynil Ry, R, v D MoTyT OBITE peareHTaMu,

HaHECEHHBIMM Ha TBEpAbIC (Da3bl, TAKUMH KaK, HAIIPUMED, CBSI3aHHBIN C TIOJIMMEPOM 2-
XJIOPTPUTUIIXIIOPUT, ALETUITIOIUCTUPOIIBHAS CMOJIa WK 4-(4-ruapokcudeHna)0yTaH-2-0H
HA OCHOBE CMOIL.

Coenunenus obuiet popmyssl (II1) u (IV) MOKHO 3TepUPUIMPOBATH B MOJOKEHUM 3 7151
nojyueHus: coenuuenuit oomert popmyisl (V) u (VI) peakuueit coequnenus (I11) umm (IV) ¢
AHTEJIMKOBOM KUCIIOTOU B IMPUCYTCTBUU PEAreéHTa COUETAHUS UIIA C AKTUBUPOBAHHBIMU
MPOU3BOAHBIMU aHTeIMKOBOM KUCTOTHI. Coenunenue (I1) MmoxxHO aTepuduUpoBaTh s
nojryueHus coenuuenuit ooment popmyisl (VII) peakrumeit coequaenus (1) ¢ aHrenukoBom
KUCJIOTOM B IIPUCYTCTBUU PEAreHTA COYETAHUS UK C AKTUBUPOBAHHBIMU IIPOU3BOIHBIMHU
AHTEJIMKOBOM KUCITOTHI. COeIMHEHUSI MOYKHO TTOJIyUYUTh COTJIACHO, HO 0€3 OTpaHUYeHUS
yKa3aHHBIM, CIT0co0aM 3TepuHuKaIyy, OMMcaHHbIM B myonukanun "Esterification” by J. Otera,
Wiley-VCH, 2003, koTopas BKJIF0U€HA B KOHTEKCT B KQUECTBE CChUIKH, U CChUIKAX,
OUTUPOBAHHBIX B HEW.

Hanpumep, coenunenue (V), (VI) unu (VII) MOXKHO CHHTE3UPOBATH peaKIMER COeTMHEHUS
(III), (IV) wm (II) ¢ akTUBUPOBAHHBIM ITPOU3BOIHBIM AHTE€JIMKOBOW KUCIIOTHI, TAKUM KaK
AHTEJIOWITAJIOTEHU/T, TAKUM KaK aHTeJIOUIXJIOPU/. DTepruduKanys peakuyen ¢
AHTEJIOWIXJIOPUIOM MOJKET MPOUCXOIUTh 0€3 aKTUBATOPA, UM OHA MOXET ITPOUCXOIUTH B
MIPUCYTCTBUM OCHOBAHUS, TAKOTO KaK MUPUAMH Wiv Tpuatuiaamud, LIHMDS niin DMAP, B
MOJIXOAAIIEM PACTBOPUTENE, TAKOM KaK, Hapumep, mupuauH win TT' @. [Ipumepsl cuaTe3a
CIIO’KHBIX 3(PMPOB AHTEIIMKOBOM KUCIIOTHI C TPUMEHEHUEM aHTEIIOWIXJIOPUIA MOXHO,
Hanpumep, Hailty B Beeby, PJ., Tetrahedron Lett., (1977), 38, 3379-3382.
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Coenunenue (V), (VI) unu (VII), MOKHO, HAIIPUMEDP, CHHTE3UPOBATH PEAKIMEN COCTMHEHUS
(D), IV) wm (II) ¢ akTUBUPOBAHHBIM IPOU3BOIHBIM AHT€JIMKOBOW KUCIIOTBI, TAKUM KaK
AHTEJIMKOBBIN aHTUAPUA. DTepuduKanus peakinyen ¢ aHTeITMKOBBIM aHTUAPUIOM MOXKET
MPOUCXOAUTDH 0€3 KaTaau3aTopa WIK B MPUCYTCTBUU KUCITIOTHOTO KaTaau3zaTopa C
WCIIOJIb30BAHUEM KHCJIOTHI, TAKOM KaK MEepXJIOpHAsl KUCIOTa Wiv KucioTa JIsrouca, Takas
kak Tpudnat ckanaus(I1l) umu Tpudaat BucmyTta(lll), uinm B MpucyTCTBUM OCHOBAHUS, TAKOTO
Kak rugpokapboHat HaTpus wiM TpudTwiamud, LIHMDS, NaHMDS, KHMDS, nupuuH,
kapOoHat ne3ust i DMAP, B moaxofsiineM pacTBOpUTese, TaKOM Kak, Harpumep, TT @,
MeCN, mupunus uan MTBE. I1pumeps! cuaTe3a 3UpOB aHT€TMKOBON KUCIIOTHI C
MMPUMEHEHUEM aHTHIPU/IA AHTE€JIMKOBOM KUCIOTHI MOXKHO, HAIIPUMED, HAUTHU B MyOIUKALUN
Hartmann, B. et al.; Tetrahedron Lett., (1991), 32, 5077-5080 wiu B JP2008127287.

Coenunenue (V), (VI) wu (VII) MoxHO, HAITpUMEp, CHHTE3UPOBATH PEaKIUel COeIMHEHHS
(1), IV) wm (I) ¢ akTUBUPOBAHHBIM TPOU3BOAHBIM AHT€JIMKOBOU KUCIIOThI, TAKUM KaK
CMENIaHHbIA AHTUAPU]I, TAKON KaK AaHTUIPU] AHTEJIMKOBOM U TPUXIOPOEH30MHON KUCIIOT,
TaKOM KaK aHTUIPUI AHTeJIMKOBOM U 2,4,6-TpUXJIOPOEH30MHOM KUCITOT. DTepuduranys
peaxiuueit Co CMeIIaHHbIM aHTUIPUIOM MOXKET MPOUCXOIUTH O€3 KaTalIu3aTopa Uiy B
MPUCYTCTBUM KUCIIOTHOTO KaTaJIu3aTopa ¢ MPUMEHEHUEM KUCIIOThI, TAKOW KaK MEepXI0pHast
KHUCITOTa WM KucioTa JIptouca, Takas kak Tpudat ckanaus(I1l) unu Tpudiaat sucmyta(lll),
WJIM B TIPUCYTCTBUM OCHOBAHMSI, TAKOTO KaK TMAPOKApOOHAT HATPUS UM TPUITUIIAMUH, B
MOJIXOAIIEM PAaCTBOPUTEJIE, TAKOM KaK, HalpuMmep, Toiryos. ITpumepsl cuaTe3a 3(hupoB
AHTEJIMKOBOM KUCIIOTHI C IPUMEHEHUEM CMEIIAHHOTO aHTUAPUAA AHTEIIMKOBOU U
TPUXJTIOPOEH30MHOM KUCIIOT, HAIIPUMEDP, MOXKHO HaWTH B IyOukanuu Hartmann, B. et al.;
Tetrahedron Lett. (1991), 32, 5077-5080, unu Ball, B., Org. Lett., (2007), 9, 663-666.

Coenunenue (V), (VI) wu (VII) MoxHO, HAITpUMEp, CHHTE3UPOBATH PEaKIUel COeIMHEHHS
(1IT), V) mu (II) ¢ aHreMMKOBOM KMCIOTOM B IIPUCYTCTBUM PeareHTa CoOueTaHusl. AHT€JTUKOBYIO
KHUCIIOTY MOYHO 3TepuUIMPOBATH B IPUCYTCTBUU peareHTa COYeTaHUs, TAKOTO KaK
KapOOoAUMMU/I, TAaKON Kak aUuuKiIorekcunkapooamumua uian EDCI (ruapoxmopua N-(3-
JUMETUIIAMUHONPONNI)-N'-3TUIKapOOIMMMUIA) C KATAJIM3ATOPAMU WM O€3 KaTaJIu3aToOpOB,
TakuX Kak 1-rugpokcubeHzoTpuaszof. [Ipumepsl cuHTe3a 3(hUupoB aHTETUKOBOM KUCIOTHI C
MIPUMEHEHUEM JUIMKIOTEeKCUIIKapOOAMMMHUIA C KaTaIu3aTopaMU UM 0€3 KaTaaIu3aTopoB
MOJHO, HarrpuMep, HaiTu B myosukanuu Hoskins, W.M., J. Chem. Soc. Perkin Trans. 1, (1977),
538-544. Ipyrumu peareHTaMu coYeTaHus 1J1s1 3TepruUKayd MOTYT OBITh, HAITPUMED, COTH
2-TaJIOTeH- | -aIKWINUPUIMHHNS, TAKUE KAK MOAUA |-METUII-2-XJTOpIUPUAUHAS UOAUM, UIIH
MPOU3BOIHBIE THIPOKCHOeH30TpHrasoa, Takue kak HBTU (rexcadropdochat O-
(6enzotpuazon-1-um)-N,N,N',N'-rerpametuinyponus), uim HATU (rexcadropdochat N,N,N',N'-
TeTpameTui-0O-(7-a3a0eH30TpUa30JI- 1 -1IT)ypOHHMS), WIIM TPOU3BOIHBIE TPUA3UHA, TAKUE KAK
DMTMM (xnopun 4-(4,6-numeTokcu-1,3,5-Tpua3uH-2-un)-4-MeTUIMOopPoTuHu ).
[Tonxoasmummu pacTBOPUTEIISIMU MOTYT OBITh METHIICHXTIOPHI, TOITyol1, JIM®DA nmm TT O.
B cragum stepudukanmy MoxXHO TakKe IPUMEHSTh peareHThl COUeTaHHUs, OCAXKICHHBIE Ha
TBEPJIOM HOCUTEJIE, ONMcaHHbIe B Tyomkamusax [Nam, N.-H., Journal of Combinatorial
Chemistry, (203), 5, 479-545, unu "Esterification" by J. Otera, Wiley-VCH, 2003], koTOopbIe
BKJIFOUCHBI TAKMM 00pPa30M B KQUeCTBE CCHLIKM.

Coenunenue (V), (VI), (VII) i (I) MOXXHO, HAITPUMEDP, CUHTE3UPOBATH peaKlUei
coequnenus (III), (IV) umu (II) ¢ noHOPOM aHrenousa, TaKUM Kak aHTUIPUI] AaHTEJTMKOBOM
KHCJIOTHI, 3(DUp aHTEIIMKOBOM KUCIIOTHI, TAKOW KaK BUHWJIAHTENIAT, WJIK THOI(PUP aHTeITMKOBOM
KHUCIIOTHI, B IPUCYTCTBUU (DEpMEHTA, TAKOTO KaK JMIa3a Wi sctepasa. [Ipumepsl
aTepUpUKAIMU TTPOU3BOTHOTO UHTEHOJIA, KATAJIM3UPYEMO JTIUTIa30M, MOKHO HAWTH B
nyoukamuu Teng, R.W., Fitoterapia, (2009), 80, 233-236, koTOpasi BKJIFOUeHa TAKUM 00pa3oM
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B KQU€CTBE CCHUIKHU.
CunTe3 coenuHenuit oomeit popmyitel (V) u (V1) u3 coemqunenus oomett hpopmyst (I11) u
(IV) MOXHO BBIIIOJHATH KaK B PEAKTOPE IIEPUOAUUYECKOTO AEHCTBUSA, TAK U B IIPOTOYHOM
peakTope.
Pearentamu qis cuHTe3a coenuHeHuit ooert popmyisl (V) u (VI) uz coequHeHus: oouein
dbopmyns (III) u (IV) MOryT OBITH peareHThI, OCaKIEHHbBIE HA TBEPYIO (a3y.
HMurenosn-3-anrenat (I) MOXKHO CUHTE3UPOBATH CEJIEKTUBHBIM YJIAJICHUEM 3AIUTHBIX T'PYIIIL,
R u R, umu D, y coenunenmit o0ieit crpyktypsl V uim VI coriaacHo crioco6am, XopoIio

W3BECTHBIM CIIELMATIUCTY B IAHHOM 00JIACTH, 1711 CHSITUE 3aIlUThI TUAPOKCUII- UJIHU
JTUTAAPOKCUIIBAIIMTHBIX TPYIII, HAIIPUMED, CIIOCO0AMMU, OTIMCAHHBIMH B ITYOIMKAIUSIX

"Protective Groups in Organic Synthesis", 4" ed. PG.M. Wauts; T.W. Greene, John Wiley, 2007

v PJ. Kocienski, "Protecting Groups", 39 ed. G. Thieme, 2003, KOTOpPbIE BKIIOYEHBI TAKUM
00pa3oM IOCPEACTBOM CCBUIKU U CCHIJIOK, IUTUPOBAHHBIX B HUX.
HNurenon-3-anrenat (I) MOXHO CHHTE3UPOBATH CEJIEKTUBHBIM YIAJIEHUEM AHT€JIOWIBHBIX
TPYII U3 MoJIokeHUs 20 WK 13 mostoxkeHui 5 u 20 coenuuenust ooiiei crpykTypsl (VII).
Hanpumep, coenqunenue (I) MOKHO CUHTE3UPOBATH U3 coenuHeHus (V), y KoToporo Ry

MPEACTABIISIET COOOM BOJIOPO WK aJIKWJI, TAKOM Kak TpudeHumeTun, u R, mpeacrapisier

co0oli BOZOPOI WK TPU(DEHUIMETHII, B3AUMOACUCTBUEM coelMHeHUs (V) C TOAXoAsIIel
KHUCIIOTOW, TAKOM KaK MypaBbUHAs KUCIOTA WK TPUPTOPYKCYCHASI KUCIIOTA, B TOAXOSAILIEM
PacTBOPUTEIIS], TAKOT'O KAaK MPOCTON 3(pUp, METAHOII WIIM TUXIIOPMETAH.

Coenuuenue (I) MOKHO, HATPUMEP, CHHTE3UPOBATH U3 coenuHenus (V), y KoToporo R;

IpeJCTaBiIsieT cOO0M BOJOPO MIIM AJIKWII, TAKOW KaK IT-METOKCUOSH3UIMETHUII WK aJlTUIT U
R, npeacrasisieT co60i BOJOPOA WM II-METOKCUOEH3UIMETUIT UJTU AJIJTWIT, PeaKUuein

coeaunenus (V) ¢ 2,5-nuxnop-5,6-auiuaHo-1m-0eH3oxuHoHoM (DDQ) B quxiiopmeTaHe.
AJTUITBHYIO TPYIITY MOXHO TaKXe YAaTUTh U30Mepu3aluei ojiehHa B BUHUIIOBBIN ITPOCTOM
a(up peakuuent ¢ KaTaau3aToOpPoOM MePeXOoHBIM METAJIJIOM, TAKUM KaK KaTajau3aTop
Bunkuncona (poauti(I)tpuc(Tpudenundochun)XIopua), ¢ TOCISAYIONMM OTIISIICHUEM
BUHUJIOBOTO TTPOCTOTO 3HUpa B MPUCYTCTBUH BOJIBI.

Coenunenue (I) MOXHO, HATpUMEP, CUHTE3UPOBATH U3 coenuHeHus (V), y kotoporo Ry

IpeaACTaBIACT coboit BOAOPOA UK AJIKOKCHUAJIKHUII, TaKoM KakK 2-ME€TOKCUITOKCUMETHII U RZ

MPECTABIISIET COOOM BOIOPO/I UJIH aJTKOKCHAJIKHUIT, TAKON KaK 2-MEeTOKCUITOKCUMETHIT,
OTIIETUJIEHUEM aleTaIbHOM yacTu R| w/wimm R,, HanmpuMep, KaTaau3upyeMbIM KUCIIOTON
oTieryienueM kucinoton JIbtouca, Takoi kak 6pomua nunka(Il) wim ximopun turana(IVv), B
MOAXOISIIEM PACTBOPHUTEIIE, TAKOM KaK JUXJIOPMETAH.

Coenunenue (I), MOXHO, HATPUMEDP, CUHTE3UPOBATH U3 coenrHenus (V), y KoToporo R,
MPEACTABIISIET COOOM BOJIOPO WK aJTKOKCHUAJIKUII, TAKOW KaK 2-TeTparuaponupaHu, u R,

MPEACTABIISIET COOOM BOJOPO WK ATKOKCUATIKUII, TAKOM KaK 2-TeTparuIpornupaHul,
OTIICTIJICHUEM alleTaIbHOM YacTh R w/uimu R,, HampuMep, KaTaIM3upyeMbIM KUCIIOTOM

OTHICTIJICHWEM B TIPUCYTCTBHUU TOIXOISIIEH KUCTIOTHI, TAKOM KaK M-TOJIYOJICYTh(OHOBAS
KHUCIIOTA, B IIOAXOISIIEM PACTBOPUTEIIE, TAKOM KaK METAHOIL.

Coenunenue (I) MOKHO, HAIIPUMEP, CHHTE3UPOBATH U3 coenuHeHus (V), y KoToporo R;
MPEACTABIISIET COOOW BOJOPO UITM CUJIWII, TAKOW KaK TPEeT-OyTUIIIMMETHUIICUIWIL, U Ry
IIPENICTABIISET COOOM BOJOPO WIN CUIWI, TAKOW KaK TPET-Oy TMIIAMMETUIICUIWII, PEAKLUeH
coeauHenus (V) ¢ moaxoasiuen KUCIOTOR, TAKOM KaK XJIOPUI BOAOPOAA, B OAXOISIIEM
pacTBOpPHUTENTE, TAKOM KaK METAHOJI, UJIHM PeaKIMel C ICTOYHUKOM (PTOPUIA, TAKUX KaK GTOPHU/T
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TeTpa-H-OyTUIIAMMOHUS WM TeTpadTOPCUIIaH, B TTIOIXOISIIEM PACTBOPUTENE, TAKOM KaK
TeTparuapodypaH WM aneTOHUTPUIL.
Coenunenue (I) MOXKHO, HAIMpUMEp, CUHTE3UPOBATh U3 coenuHeHus (V), y kotoporo R,

MIPEICTABIISIET COOOM BOJOPO/ WM AJTKUIKAPOOHUI, TAKON KaK aleTWI WIM XJIOpaleTuil, U
R, mpezcTasisieT co60i BOIOPOI MM ATTKWIIKapOOHMIT, TAKOM KaK aleTHI WK T10 XJIOpaLeTH,

TUIPOJIM30M CII0KHO3(DMPHOM yacTu R n/umm Ry hepMEeHTATUBHBIM KaTaJIU30M C
MIPUMEHEHUEM TaKoro epMeHTa, KaK JIMNasa, Uik TUIPOIU30M CI0KHO3(pUpHOM yacTu R
u/uiu Ry B MOAXOISIIEM PACTBOPUTEIIE, TAKOM KaK METAHOJI WIM BOAA, U B IIPUCYTCTBUU

MOJIXOAIIETO OCHOBAHUS, TAKOTO KaK KapOOHAT KaJIUsl, WU B IPUCYTCTBUU MOAXOSIIIEN
KUCJIOTBI, TAKOM KaK XJIOPUI BOAOPOA.
Coenunenue (I) MOXHO, HATTPUMEP, CUHTE3UPOBATH U3 COEUHEHUS V, Y KOTOPOro R,

MPEICTaBIISIET COOOM BOJOPO/ MIIM AJTKOKCUKAPOOHMII, TAKOM Kak 9-
bryopeHUIMETOKCUKapOOHUT, U R, TIpencTaBisieT codoii BOAOPOT WITH AITKOKCUKaPOOHMIT,

TaKoM Kak 9-(IIryopeHUIMETOKCUKAapOOHWII, OTIIETUIEHHEM KapOoHaTHOM YacT R n/umu R,

B [IPUCYTCTBUM MTOAXOIAIIETO0 OCHOBAHUS, TAKOIO KaK TPUITUIAMUH, B OAXOAAIIEM
pacTBOPUTEIIE, TAKOM KaK IMUPUIUH.
Coenunenue (I) MOKHO, HAIIpUMEp, CHHTE3UPOBATH U3 coenuHeHus (V), y KoToporo R;

MpeCTaBIsieT cOO0M aTOM BOAOPOIa Wit 2,4- TMHUTPOGEHUICYIb(eHIT U Ry ipencTasisier

coboii aToM BOJI0pOoa UK 2,4- AMHUTPOGEHWICYTb()EHUII, OTIICTITICHUEM CYJIb(heHATHON
yactu Ry w/umm R, Hykimeopunom, TakMM Kak UMaHUI HATPHSL, B TOAXOISILEM PACTBOPUTETIE,

TaKOM KaK METAaHOIL.

Coenunenue (I) MOXXHO, HAITIpUMEpP, CUHTE3UPOBATH U3 coeauHenus (VI), y kotoporo D
MPEACTABIISIET COOOM aleTaib, TAKON Kak OeH3WIMAeHAleTalb, OTIICIVIEHUEM aleTalbHOM
YaCTH B IIPUCYTCTBUM TTOIXO/ISIIIIEH KUCIIOTHI, TAKOW KaK YKCYyCHasi KUCIIOTa, TPU(GTOPYKCYCHAS
KHCJIOTA WU TI-TOIYOJICYIb(OHOBAS KUCTIOTA, B TIOJXOISIIEM PACTBOPHUTETIE, TAKOM KaK
BOJA, IMXJIOPMETAH UM METAHOI.

Coenunenue (I) MOKHO, HaIpUMep, CUHTE3UPOBATh U3 coenunenus (VI), y koroporo D
MPEACTABIISIET COOOM KeTalb, TAKON KaK U30MPONWIMACHKETANb, OTIIEINIEHUEM KETAIIbHON
YACTU B IPUCYTCTBUM ITOJAXOISIIEN KUCIIOThI, TAKOW KaK BOJIHBIM PACTBOP XJIOPUAA BOJOPOA,
YKCYCHasl KUCII0Ta, TPUPTOPYKCYCHASI KUCTIOTA, TI-TOTYOJICYTb(OHOBAS KUCIIOTA, OCAKICHHAS
Ha TBEP/bI HOCUTEIH M-TOJIYOJICYIb()OHOBASI KUCIIOTA, METAHCYJIH(OHOBASI KUCIIOTA,
dbocdopHas KUCIOTA UM MypaBbUHAS KUCIIOTA, B TOAXO/ISIIEM PACTBOPHUTEIIE, TAKOM KaK
MeTaHoJ1, TT'® Uy u301pomnaHoIl.

Coenunenue (I) MOXXHO, HaAITIpUMEpP, CUHTE3UPOBATH U3 coeauHenus (VI), y kotoporo D
MPEICTABIISIET COOOM MMKIIMYECKUI OpTOI(DUD, TAKON KaK METOKCUMETUIICHAIIETAITb,
OTHIETTIEHUEM OPTO3(hUPHOM YACTHU B IPUCYTCTBUU MOIXOSIIEH KUCIOTHI, TAKON KaK BOJIHBIN
pacTBOP XJIOpUAa BOAOPOIA WK YKCYCHAs! KUCIIOTA, B IIOAXOAAIIEM PACTBOPUTENE, TAKOM
KaK JJMOKCAH WJIA BOJA.

Coenunenue (I) MOKHO, HaIIpUMeEp, CUHTE3UPOBATH U3 coenunenus (VI), y koroporo D
MPEACTABIISIET COOOW CUITUII, TAKOW KaK IU-TPET-OyTUIICUIIWIIEH, peakuueit coequnenust (VI)
C UCTOYHUKOM (pTOpHIIA, TAKUM KaK PTOPU TETpa-H-OyTUIIAMMOHUS WK TeTpadTOPCUIIaH,
B MTOAXOMSIIEM PACTBOPUTEIIE, TAKOM KaK TeTparuapodpypaH Win aleTOHUTPHIL.

Coenunenue (I) MoXkHO, HATTpUMEpP, CUHTE3UPOBaTh U3 coequnenus (VI), y koroporo D
MPEACTABIISIET COOON KapOOHWII, OTIIEIIJIEHUEM KapOOHATHOMN YaCTU B IPUCYTCTBUU
MOAXOASAIIEr0 OCHOBAHUSA, TAKOTO KaK IIMPUIIUH, B IIOAXOIAIIEM PACTBOPUTETIE, TAKOM KaK
BO/J1a, UJIH KaTAJIM3UPYEMBIM (DePMEHTOM TUAPOIU30M B IPUCYTCTBUU (PePMEHTA, TAKOTO KaK
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JIMIIa3a WM 3crepasa.

Coenuuenue (I) MOKHO, HAaTPUMeEp, CHHTE3UPOBATh U3 coenunenus (VI), y koroporo D
MPEeCTaBIISIET COOOM OOpPOHAT, TaKOM Kak peHMIO0poHAT, IiepedTepudukanyelt ¢ 1MoaoM,
TaKUM Kak 1,3-mponanauost.

Cunrtes coenunenus (1) uz coenunenuit ooieit popmynst (V) u (VI) MOKHO BBIMOTHATH
KaK B peaKTOpPe MEPUOJIUUYECKOTO IEUCTBUS, TAK U B IPOTOYHOM peakTope. Pearentamu s
cunresa coeaunenus (I) u3 coequnenus oomelt popmynst (V) u (VI) MOTYT OBITH peareHThl,
HaHECEeHHbIE Ha TBEPAYIO (pa3y.

Coenunenue (I) MOKHO, HaNpUMep, CUHTE3UpOoBaTh U3 coenuuenus (VII), y kotoporo Ry

MPEICTABIISIET COOOM AHTEIOUI UJIM BOJIOPO/I, KATATTU3UPYEMBIM (DEPMEHTOM TUIPOJIU30M
CIIOKHO3(UPHOM YacTH B 20-1TOJIOKEHUM UJTH B 5- U 20-TI0JIOKEHUSX B PUCYTCTBUM (pepMEHTA,
TAKOI'0 KaK JIMIIA3a UJIM 3CTeEpasa.

B emie ogHOM acriekTe HacTosIee U300PETEHUE OTHOCUTCS K COEAUHEHHIO O0IIIel
cTpyKTypHI (V), B KOTOpo¥ Ry npeacTapiisieT coOol TMIAPOKCUII3AIUMTHYIO TpyIny U R,

MpeACTABIISIET COOOM aTOM BOAOPO/Ia WK TUIPOKCUII3ALTUTHYIO TPYIIITY, WU COSAUHEHUIO
o61elt ctpykTypsl (VI), B koTOpot D mpeacTasiseT cOO0i AUTUIPOKCUIZALIMTHYIO TPYIIILY,
WK coelMHeHuIo ob1ielt ctpykTypsbl (VII), B koTopoilt R3 npeactasisieT co0oi BOAOPOI MU

AHTEIOUIT.
IMTPUMEPHBI
OO01111e OJIOXKEHUS
Bce mpuMeHsieMble UCXO/IHBIC BEIIECTBA SIBIISIOTCS KOMMEPUYECKH TOCTYITHBIMU, €CIIU HE

OMucaHo UHaue. [[J1s1 CIEKTPOB MPOTOHHOTO SIAEPHOTO MATHUTHOTO PE30HAHCA (lH JAMP)
BEJIMYMHBI XMMHUYECKHUX CIBUIOB () (B M.J.) YKa3bIBAIOTCS OTHOCUTEIILHO BHYTPEHHETO
cra"napra terpameruwicuiana (6=0,00). [IpuBoauTcs BeIMUYMHA MYJIBTUILIETA, JIMOO
oIpeJieJIeHHOTo ayoeTa (1), TpuruieTa (T), KBapTeTa (KB.), TMOO JIUana3oH 3HAYCHMH (M).
Bce mpuMeHsieMble OpraHUYecKre PAaCTBOPUTEITH OBLIIM OE3BOTHBIMU, €CJTH HE YKa3aHO UHOE.

®dmaii-xpoMaTorpaduo TpOBOAWINA Ha cUIMKarese. B kauecTBe 371F0eHTOB TPUMEHSIIN
IMOIXOSAIINME CMECH dTHIIAIleTaTa, IUXJIOpPMeTaHa, METaHOoJIa, IIETPOJICHHOTO 3¢upa (T. KHIIL.
40-60°C) u renTaHa, €CJIM HE YKa3aHO UHOE.

AOOpeBHaATYPHI

BusN: TpubyTunamux

CDI: 1,1'-xapOOHUIIUMMU/IA30]T
Cs,CO3: kapOoHAT 1e3us

DCC: N,N'-aunyKI0reKCUIIKapooIuMMu I

DIPEA: N,N-auu301ponuI3TUIAMUH

DMAP: 4-(nuMeTUIIaMUHO ) ITUPUIUH

EDCI: rugpoxmopua N-(3-auMeTunaMUHOIIpOonT)-N'-3THIKapO o JuuMuIa
HATU: rexcadpropdochat N,N,N',N'-rerpametnn-O-(7-a3a0eH30TpHA30II- | -UIT)ypOHUS
HCI: xitoprucToBOI0OpOIHASA KUCITIOTA

HOAt: 3H-[1,2,3]tpua3zosno[4,5-b]mupuann-3-oi

K,COj3 : kapOoHaT KaIus

KHMDS: rekcaMeTHIAUCUIIA3UI KAJIUSI

LiHMDS: rexcaMeTHJIIIUCUIA3U JTUTUS

MSA: meTaHCyIb()OHOBAS KUCIIOTA

NaHMDS: rekcameTusiiMcuinasui HaTpus

TEA: TpusTUIIaMUH
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CDClj5: gevitepoxiopodopm

DCM: nuxsiopmeraH

JAM®A: N,N-nmumetuindhopMaMug

IPA: 2-mponianos1 (M30IIPOIMUIIOBBINA CITUPT)
MeCN: aueToHUTpUI

MeTT @: 2-meTunrerparuapodypan

MTBE: metun-tpet-06yTuinoBblit 3pup

PhMe: Tonyon

TFA: TpudTOpyKCyCHAs KUCIOTa

0 TI' ®: Terparuapodypas

I: Murenon

I-3-Ang: unrenosn-3-aHrenar

I-3-Tig: unrenomn-3-turaar

1-3,4-A: nnrenon-3,4-alieTOHU

1-5,20-A: narenon-5,20-aneToHN

1-3,4:5,20-A: unrenoin-3,4:5,20-quaneToHuI
[-5,20-A-3-Ang: uHreHoJ1-5,20-aueTOHUI-3-aHresaT
1-5,20-A-3-Tig: unrenosn-5,20-aeTOHUI-3-TUTJIAT
1-3,4-X: unreHon-3,4-aneranab/KeTalb

1-5,20-X: narenomn-5,20-aneranb/KeTallb
1-3,4:5,20-X: unrenomn-3,4:5,20-quanetanb/IuKeTallb
AngOH: aHrenmkoBast KUCI0Ta

Ang,O: aHIeJIMKOBBINA AHTUIPUL

5

20

AngOMe: MeTuaurenar

AngCl: aHreIoWIXJI0pua

Anglm: aHIreJTOUIMMUAA30JIN]
AngOALt: anreiounnoBslil apup HOAt
AngOTig: aHrenonnTuriaTt

TigOH: TUrIMHOBAS KUCIIOTA
Tigy)O: TUITIMHOBBIA AHTUAPUL

25

30

TigOMe: MeTWIITHIIIAT
TigCl: TUrnonnxaopuna

'H AIMP: IIPOTOHHBIN AAECPHBIA MATHUTHBINA PE30OHAHC
35 TCX: ToHkocmolHass XxpoMaTorpadus

OKB: 3KBUBAJICHTHI

N/A: HEMPUMEHUMBIH

40

45

[Tonyuenue nurenon-5,20-aneTonuaa (coeaueHus 1)
[Tpumep 1

Crp.: 26
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HMurenon (1,00 r, 2,30 MMOJIb) paCTBOPSIJIM B pAaCTBOPE MOHOTUIpATa II-
TOJTyOJICYTb()OHOBOM KUCITOTHI B anieToHe (0,47 mr/mit, 22,5 mur). PacTtBop nepememmBaiiu
MIpY KOMHATHOM TemrepaType B TeueHue 25 MuH. K aTomy pactBopy 100aBIsIM HACBIIIICHHBIMH
BO/JIHBIV pacTBOp rugpokapoonaTa Hatpus (0,2 mi1). [TonyyeHHy10 cMech KOHUEHTPUPOBAIU
B BakyyMme. OCTaTOK NMEPEHOCUIIM B HACBIIIIEHHBINA PACTBOP COJIM U SKCTPATUPOBAIU
stunaneraTtoM. OO0beIMHEHHBIE OpraHudeckue (a3bl CYIIUINA HaJl CyJIb(paToM HATPUS U
KOHIIEHTPUPOBAJIM B BakyyMe. OcTaTOK OUMINaIM (praii-xpomMaTorpadueit (renran/3Tuiianerar,
19:1—>renran/stunanerar, 0:1), mojrydast IIpy 3TOM YKa3aHHOE B 3ar0JIOBKE COCIMHEHUE B
BUJIe Oe1oro TBepaoro BemiecTsa (616 Mr, 69%).

Cwm. Taxxke: Opferkuch, H.J. et al., Z. Naturforsch. 1981, 36b, 878-887 (coenunenue 4).

'H simP (300 MTI'y, CDCl3) 6 5,91 (xB., J=1,5 I'u, 1H), 5,82-5,77 (M, 1H), 4,25 (1, J=4,5 I'n,

1H), 4,20-4,07 (M, 3H), 3,93 (c, 1H), 3,51 (c, 1H), 2,57-2,41 (m, 2H), 2,25 (nnna, J=15,7, 8,4, 2,9
I'u, 1H), 1,85 (n, J=1,5 I'y, 3H), 1,77 (at, J=15,8, 5,9 'y, 1H), 1,41 (c, 3H), 1,35 (¢, 3H), 1,13
(c, 3H), 1,05 (c, 3H), 1,00-0,87 (m, 4H), 0,70 (T, J=8,4, 6,4 I'u, 1H).

[Tpumep 2

Wurenon (7,0, 20,1 MMOJIb) pacTBOPSIIM B PACTBOPE MOHOTHAPATA I-TOIYOJICYIH()OHOBOM
KucioThl B anetose (0,2 mr/mi, 200 mun). PacTBop nepemermBaiy npyu KOMHaATHOR
TeMIiepaType B TeueHue 1,5 yac (koHTposab nposoauiu TCX). K aTomy pactBopy n1o6aBisiiiu
HACBIIIEHHBINA BOAHBIN pacTBOp ruapokapdboHara Hatpus (2,0 mir). [TomydueHHyI0 cMech
dunpTpoBau. GUNHTPAT KOHIEHTPUPOBAIU B Bakyyme. OCTaTOK pACTBOPSJIU B 3TUJIANIETATE
(20 mi1). K aTOMy pacTBOpyY 100aBIISIIOT NEeTpoieiHbIit 3¢up (40 mi1). CMech OCTaBIISUTA HA
2 yaca. Kpuctasuibl OTIesui GUITbTPOBAHUEM U CYIIHIIH, TTOTydast Py 3TOM 4,5 T yKa3aHHOTO
B 3ar0JIOBKE COEAMHEHMs. MaTOUHBIN PACTBOP OUHMIIIAIM XpoMaTorpaduer (meTposiedHbIiMI
adup/aTrnanerar, 2:1-0:1), momydast mpu 3TOM JOMOTHUTETBHO 1,2 T yKa3aHHOTO B 3aT'0JIOBKE
coeauHenus v 0,6 T HeMpopearupoBasiero uHreHoja. Oo6mwmit Beixoa 6wu1 73%, unu 81% ¢
YYETOM BBIJIJIEHHOT'O UHT€HOJIA.

ITpumep 3

Cyxott uareno:n (15,00 r, 90%, 38,75 mMoIib) pacTBopsiiv B aueroHe (630 mi) npu
TepeMeIMBaHuy M pacTBOp HarpeBau 0 45°C. JloGaBisiim pacTBOp METAHCYIL(HOHOBOMN
kucinoTsl (0,745 1, 7,75 Mmoinb) B anetoHe (10 Mit) B TeueHue S cekyHa. PacTBop nepeMernvBaiy
1ipu 45°C B TeueHUE JOMOTHUTEIbHBIX 95 CEKyH/I epe] 100aBICHUEM PACTBOPA TPUITUIIAMUHA
(1,35 M1, 0,98 1, 9,69 MmMoIib) B anieToHe (10 M) B TeueHue 5 cexkyHa. CMmech oxJtaxaanu 10
20°C u nobansm atrmanerat (500 mut). BombInyro yacTk pacTBopuTels peakuu (650 Mi1)
OTroHsM B Bakyyme. K ocraBuemycst pactBopy g06aBisui Boay (200 MiT) U cMech
MepEeMEIINBAIIA B TEUEHHE 2 MUHYT. BOAHBIN CIION yAassyid U TPOMBIBKY BOAOM TOBTOPSUIH
eIe pas, Ipek/Ie YeM OpraHrudecKyro a3y KOHIEHTpUPOBaIH B BakyyMe. ChIpoi TPOAYKT

conepxall 84% yka3aHHOI'O B 3arOJIOBKE COEIMHEHUS ITPU OTIPEAECIICHUU 'H sAMP-
crekTpockonuer. OcTaToK pacTBOPSUIM B TOJIyosie (75 MII) HATPEBAHUEM 10 TEMIIEPATYPhI
(rerMel ¢ mocieayomUM MeJIeHHbIM oxsaxaeHueM 10 5°C. ITocne 4 yacoBoro
BBIZICP’)KUBAHUS CMECH 00pa30BaBIIMECS KPUCTAIUIBI OT(GUIBTPOBBIBAIIN, TPOMBIBAIIU ITPU
5°C ToinyonaoM (2x5 mi1) u cymwid B Bakyyme nipu 20°C 10 noctosiHHOM Maccehbl. Crycrst 18
4aCOB IMOJyYaJIu MHIeHOJI-5,20-anetonus (8,97 r).

Cl 0 o)
4
O)H/,

C Cl
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[Tpumep 4

[Tonyuenue [(Z)-2-MeTunOyT-2-eHous]-2,4,6-TpuxiiopbeHzoarta

AHTEIMKOBYIO KUCITOTY (601 Mr, 6,0 MMOJIB) pacTBOPSUTM B AuxjaopMetane (3,0 M) B
atMocdepe aprona. [1pu 5-10°C B Teuerue 1| MUH qOOABIISIIM TUU3OTIPOTTMIdTHIIAMUH (1,23
Mmi1, 7,20 mmoib). K aTomy pactBopy no6asisiu 2,4,6-Tpuxinopoenzounxiaopun (1,12 mi,
7,20 mmoib) pu 3-6°C B TeueHue 4 MuH. [1ocne Toro, kak peakiimOHHBINA PacTBOP
nepemernvBaiy mpu 2°C B TeueHue 45 MUH, JOOABIISUIH TTeTPoJIeiHbIi 3¢up (9,0 mi).
[ToyyeHHy10 cycnieH3uIo ourmiaim guaii-xpoMatorpadueti (merposiedHbii agpup/
JIMXJIOpMETaH, 3:1), mojiyyasi Ipyu 3TOM yKa3aHHOE B 3arOJIOBKE COEJIMHEHUE B BUIE O€JIOT0
TBeporo BemlectBa (605 mr, 33%).

'H amP (300 MTI', CDCl3) 6 7,40 (c, 2H), 6,42 (kB.KB., J=7,4, 1,5 'y, 1H), 2,09 (axB., J=

7,4, 1,5 I'u, 3H), 1,97 (p, J=1,5 I'y, 3H. (naHHBIE "H SIMP cm. taxxke B nyoukanuu Matthew,
B et al.; Org Lett. 2007, 9, 663-666).

ITpumep 5

[TonydeHne aHTENMMKOBOIO aHTUIPUIA

K pactBopy aHrenmMkoBoi KUCIoThI (5 T, 50 MMoJIb) B auxitopmeTane (100 Mi1) 1o0aBisim
N,N'-auukinorekcuinkapooauumu (8,6 mi, 60% pactBop B KCUJI0JI€E, 25 MMOJIb) TPU
KOMHATHOM Temneparype. PeakumoHHy10 cMeCh IiepeMelIMBAIIM IIPY 3TOR TeMIepaType B
teueHue 1 yac. Ocanok oTpunbTpoBbIBaIl. PUIBTPAT KOHUEHTPUPOBAIU B BaKyyMe. OCTaTOK
OYMILIAJIU XpoMaTorpadueit (meTposierbii agup/sTunanerar, 10:1), momxyyas npu 3ToMm 4,3
I YKa3aHHOTO B 3aroJIOBKE COeIMHEHMS B BuAE Macia (94%).

'H amp (300 MTI'y, CDCly) & 6,37-6,25 (M, 2H), 2,06 (nxB., J=7,4, 1,5 T', 6H), 1,97-1,93
(M, 6H).

[Tonmyuenue narenon-5,20-aneToHua-3-anrenarta (COeIMHEHUS 2)

[Tpumep 6A

Cwmech unrenoi-5,20-aneronuaa (233 mr, 0,60 mmorb), [(Z)-2-meTunoyT-2-eHoun]-2,4,6-
Tpuxjopoenszoarta (231 mr, 0,75 MMoIb) U TuapokapboHaTa HaTpust* (75,6 mr, 0,90 MMOJIB)
B ToiryoJe (2,5 mi) nepemernuBai rpu 100°C B Teuenue 22 Jac. 3aTeM cMeCh (UIBTPOBATIN
Y IIPOMBIBAJIU TOJTy0JIOM. DUIBTPAT KOHIEHTPUPOBAIIH B BaKyyme. OCTaTOK OUMIIAIN (IIdIII-
xpoMaTorpaduei (renran/aTunanerar, 19:1 — rentan/aTuianeTat, 3:2), moaydas IIpu 3TOM
YKa3aHHOE B 3ar0JIOBKE COEIMHEHUE B BUIE OEJIOT0 TBEPAOro BelecTna (215 mr, Bbixo1 76%).

*B oTcyTCcTBUE TMAPOKapOOHATA HATPHUS MOJTYUEHHBIM MPOAYKT CoepKal 2-3% UHT€HOI-
5,20-aneToHU-3-TUTJIAT.

'H simMP (300 MI'y, CDCly) & 6,13-6,03 (M, 2H), 5,81-5,75 (M, 1H), 5,66 (c, 1H), 4,27-4,08
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(M, 3H), 4,02 (¢, 1H), 3,19 (c, 1H), 2,68-2,53 (M, 1H), 2,27 (nan, J=15.8, 9,1, 3,0 I'y, 1H), 2,02-
1,95 (m, 3H), 1,94-1,87 (m, 3H), 1,81-1,68 (M, 4H), 1,47 (¢, 3H), 1,43 (¢, 3H), 1,09 (¢, 3H), 1,05
(¢, 3H), 0,98 (z, J=7,1 I'y, 3H), 0,90 (ox, J=11,9, 8,4 I'u, 1H), 0,69 (tx, J=8.,7, 6,4 I'yy, 1H).

ITpumep 7

Cwmech uHrenon-5,20-aneronuaa (1,32 r, 3,40 mMmoutb), anrenukoBoro anruapuaa (0,72 r,
3,94 mmob) M KapOoHaTa 1e3us (1,66 T, 5,10 MMOJIb) B aleTOHUTpHIIE (26 MIT) ITIepeMeIlBaIn
IpY KOMHATHOM TeMIiepatype B TedeHue 2 yac. CMech pacTBOpsUIM B auxjiopmerane (30 mir)
U IPOMBIBAJIM BOJIo. BoaHyI0 ha3y sKcTparupoBaiv Tpu paza AUXJIOPMETAHOM (3x4 MIT).
OO0benvHEeHHBIE OpraHUYecKre (Pa3bl CYIIMIM HAJl CYJIb(ATOM HATPUS U KOHIEHTPUPOBAIIH
B BakyyMme. OCTaToOK ouMIlaiv XxpoMaTorpadueri (metTposierHbii a¢up/aTuinanerar, 8:1),
ToJTy4ast mpy 3ToM 1,46 T yKa3aHHOTO B 3ar0JIoBKe coeuuenus (91%) B Buzie 6eroro TBepaoro
BEILIECTBA.

ITpumep 8

Wurenon-5,20-aneronusa (10,00 r, 25,74 MMOJIb) pacTBOPSUIM B TeTparuapodypane (100
MJT) TIpY TIepeMeIIMBaHUU U pacTBOp oxnaxaamu 10 10-15°C. B teuenue neproaa 10 MUHYT
0OABIISIT PACTBOP reKCAMETUIIIMCUIIA311a TUTHs B TeTparuapodypane (1,0 M, 29,6 mu,
29,6 MMOJIb). 3aTeM B TeueHUE 15 MUHYT JOOABIISUIM pACTBOP AHT€JIMKOBOTO aHTuapuaa (5,51
M1, 5,62 1, 30,8 MMmoue) B TeTparuapodypane (70 mir). Jlodasmsum stunanetat (200 Mit) 1
00JIbIIIYI0 YaCTh pacTBOpuUTEs peakuuu (200 Mi1) oTroHsiu B Bakyyme. K ocraBiiemycs
pacTtBOpy 100aBIsIM Boay (75 MJT) U CMECh MIEPEMEIIMBAIOT B TeUueHUe 2 MUHYT. BoaHbIi
CJIOM YJAJISUIM U IIPOMBIBAHUE BOJIOM ITOBTOPSIJIM €11IE Pa3, IIEPE] TEM KaK OPTraHUYECKYIO
a3y KOHLUEHTpUPOBaIM B BakyyMe. OCTaTOK pacTBOPsUIM B MeTaHos1e (61 MiI) HarpeBaHUEM
JIO TEMIIEPATYPBI KUIIEHHUS C ITOCIEAYOIIMM MeJIEHHBIM oxJtaxaeHuem a0 5°C. I1ocie
BBIJIEPKUBAHUSI CMECH B T€UEHHUE 4 yac 0Opa30BaBIIMECS KPUCTAIUIBI OT(PUIBTPOBBIBAIIH,
npoMbiBaiu Ipu 5°C MeTaHOJI0M (2X5 MIT) ¥ cymwiii B Bakyyme Iipu 20°C 10 MOCTOSTHHOM
Maccbl. CriycTd 18 yacoB nmosyyaliyd MHIeHoJ1-5,20-aneTouua-3-anrenar (8,78 r).

ITonyuenue nHreHos-3-anrenarta (CoequHeHUs 3)

ITpumep 9

PactBop unrenon-5,20-anerouna-3-anrenara (7 mr, 0,015 MMoJib) B METAHOJIE, KOTOPBIA
coziepxkall 1% KOHLUEHTPUPOBAHHOTO BOJHOTO PACTBOPA XJIOPUCTOBOIOPOIHON KUCIIOTHI,
MepeMellrBaliv Ipyu KOMHATHOM TemrepaType B TedeHue 1 yac. PactBop pa3z0aBIisiiivd 3TUIIOBBIM
acupom. lobassimm Boay. [1ocie pa3aenenus ¢ga3 BoaHYIO a3y IKCTPparupoBaId STUIOBBIM
apupoM. OObeAMHEHHBIC OpraHrUecKue (a3bl CYIIWIA U KOHIICHTPUPOBAJIU B BaKyyMe.
OcraTox ouuIamm xpoMaTtorpaduert (meTpojerHbii a¢up/aTunanerar, 1:1), momxyyas npu
3TOM NPOAYKT (4 Mr, BbIXod 63%).

'H imMP (300 MI'y, CDCly) & 6,17 (kBKB, J=7,3, 1,4 ', 1H), 6,02-6,02 (M, 2H), 5,54 (c,

1H), 4,29 (n, J=4,5 I'y, 1H), 4,22-4,01 (M, 4H), 3,42 (c, 1H), 2,60-2,46 (M, 1H), 2,40-2,17 (M,
2H), 2,02 (xBx, J=7,2, 1,4 I'y, 3H), 1,95-1,91 (M, 3H), 1,83-1,68 (M, 4H), 1,09 (c, 3H), 1,05 (c,
3H), 1,01-0,82 (M, 4H), 0,77-0,61 (m, 1H).
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ITpumep 10

PactBop unrenon-5,20-aneronna-3-anrenara (1,46 r, 3,10 mmosis) B Metanoste (30 M),
KOTOpbIi coaepxalt 0,5% KOHUEHTPUPOBAHHOTO BOJHOI'O PACTBOPA XJIIOPUCTOBOIOPOIHOMN
KHUCJIOTHI, IEPEMEILIMBAIOT IIPU KOMHATHOM TeMIepaType B TeueHue 1 yac. 3aTeM pacTBop
pa30aBIIsIIM TOJIYOJIOM U MIPOMbBIBAJIM BOAoM. BoHyto0 (ha3y sxkcTparupoBaiu 3TUIOBBIM
aupoM. O0beAMHEHHBIE OpraHrueckue ¢as3bl CYIIWIN U KOHIIGHTPUPOBAJIU B BaKyyMe.
OctaTtok ouutanmm xpoMmatorpaduelt (neTposieiHbiii dgup/sTunanerart, 1:1-0:1), momygas
1pu 3ToM npoaykr (1,20 r, 90%), KOTopsIit coaepxan 2% UHIE€HOJI-3-TpUrjiaTa.

Paspenenue MHreHoIaHrenaTa U MHrEHOJITUTTIaTAa COUYETAHUEM METOIOB IIpenapaTuBHas
B2XX/MC

Paznenenue couetanueM MeTo10B npenapatuBHas BOYKX/MC nnpoBoauim Ha CUCTEME
Dionex APS ¢ nByms npenapatuBHbIMUA Hacocamu PP150 u macc-criektpomerpom Thermo
MSQ Plus.

Komonka: XTerra C-18, 150x19 MM, 5 MKM;

3arpyska: 50 Mr uareHosanrenarta B 0,35 MI1 alleTOHUTPUIIA;

Cucrema pactBopureneii: amoeHT A: pactBop 0,1% HCOOH B H,O, amroenT B: pactBop

0,1% HCOOH B aneroHutpuie;

CKOpPOCTh MOTOKA: 18 MJI/MUH; MPOBEICHUE ONbITA: MpuMeHeHue cMecu 40% A/60% B;
HM30KPATUUYECKUE YCIIOBUS B TeueHre 20 MUH.

®pakiuu coOpaiu Ha OCHOBE MOHHBIX CJIEJIOB COOTBETCTBYIOMIUX HOHOB (MC-IeTeKTOp:
MSQ ot Dionex) u PDA-curnana (240-400 um; nerektop UVD 340 U ot Dionex).

ITpumep 11

Wurenon-5,20-aneronua-3-anrenat (47,1 mr, 0,10 MMOJTb) pacTBOPSUIU B TeTparuapodypaHe
(0,47 M) B atmocdepe aprona. I1pu oxnaxaeHuu JIb0OM JT00aBIISIIM BOAHBINA PACTBOP
XJIOPUCTOBOLOPOAHOM KUCIIOTHI (4 M, 4,7 mki). PacTBOp nepememnBaiy mpu KOMHATHON
TeMneparype B TeueHue 24 yac. PactBop koHUEeHTpUpoBaiid B Bakyyme. OCTaTOK OUMILIATIN
ddm-xpomarorpadueit (renTan/aTuianeTar, 5:1 — rentan/atwianetat 1:1), moirydas mpu
3TOM YKa3aHHOE B 3aroJioBKe coequHeHue (30,8 Mr, BbIX0/1 72%) TOMUMO UCXOJHOTO BEIIECTB
(6,1 mr, 13%).

[Tpumep 12

HNurenon-5,20-aneronua-3-anrenat (6,00 T, 12,75 MMOJIb) CYCIIEHAMPOBAIIM B 2-TTPOMAHOJIE
(152 mur) m nepememuBaim ripu 20°C. Jlo6asnsmm pactBop dhochopHoi kuciaoTsl (15,00 T,
153 Mmouts) B BoJie (8 MiT) U cycrieH3uro Harpesaiu 10 30-35°C. O6pa3oBaBIIMIACS TPO3pauyHbIH
pacTBOp nepeMemMBaIM B TeueHue 7 JHen. PeakumonHyro cmech oxmaxaanu 10 20°C u
pa30aBIIsIM METUII-TPET-0yTUIIOBBIM 3pupom (500 mit). Jlodasnsumm Boay (100 mut) U cMech
MEePEMENINBAIIA B TEUEHUE 2 MUHYT. BOAHBIN CITON yIAJISJIA U IPOMBIBAHKWE BOJIOW IIOBTOPSIIN
YeThIpE pasa Iepe1 TeM, Kak OpraHuIecKyro (ha3y KOHIEHTPUPOBAJIH B Bakyyme. JlobaBisiim
METUJI-TPeT-0yTHIIOBBIN 3hup (200 MIT) C MOCIEAYIOIIMM KOHIEHTpUpoBaHueM. ChIpoii
MPOJYKT coaepkan >95% uHreHon-3-anrenata. OCTaToOK pacTBOPSUIM B aleTOHUTpuIIe (20
MJ1) HarpeBaHUeM J10 TeMiiepatypsl diermbl. PactBop oxnaxmanu no 5°C. Iocne
BbIIep)KUBaHUs 24 yac pu 5°C OCaKIACHHBINM TPOIYKT OTACISUIN (PUITPOBAHUEM, TPOMBIBAIIH
nipu 5°C aueToOHUTPUIIOM (2X5 MiT) U cyluiu B Bakyyme rpy 20°C 10 OCTOSITHHON Macchl.
Chycrs 18 yac monxydanu uHreHoj-3-anrenar (3,91 r).

[Tonyuyenue coenmuuenuit oomelt popmyisl (IV) U3 uHreHoIa

ITpumep 13

[TosmyueHne CMMMETPUYHBIX KETAJIEH

[Tpouenypy, onrcanHyto B ipumMepe 1 11l CHHTE3a UHI€HOII-5,20-aeToOHuAa, TPUMEH SN
JUTS TIOJIYYEHUS] CAMMETPUYHBIX KETAJIeH, 3aMEHS alleTOH Ha 3-NIEHTAHOH, 2,4- IMMETUII-3-

Ctp.: 30
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[IEHTAHOH, 2,6-AMMETUII-4-TeNTAHOH, IUKJIONIEHTAHOH WJIM LIMKJIOTEKCAHOH, U IIPUMEHSIS
VHTEHOJI B KOJIM4YecTBe 25-50 Mr.
Pacnpenenenue npoaykToB oka3aHo B Tabnuue 1A.
ITpoayxThl moka3ansl B Tadmue 1B.

Tabmvna 1A

KaTanmnpyeMHﬁ KHUCIIOTOW CUHTE3 CUMMETPUIHBIX KeTaynen

PearenT u pacTBOpUTENH

Pacripesienenue NpoayKToB?

ITponaHoH (aueToH)

1-5,20-A (70-75%)
1-3.4-A (5-10%)
1-3,4:5,20-A (10-15%)
1(5-10%)

3-Tlentanon

1-5,20-X (70-75%)
1-3,4-X (5-10%)
1-3,4:5,20-X (10-15%)
1(5-10%)

2,4-JIumeTnI-3-neHTaHOH

1-5,20-X (0-5%)
1-3,4-X (0-5%)
1-3,4:5,20-X (0-5%)
1(90-95%)

2,6-/lumeTniI-4-renTaHoH

1-5,20-X (15-20%)
1-3,4-X (15-20%)
1-3,4:5,20-X (0-5%)
1(60-65%)

1-5,20-X (70-75%)
1-3,4-X (5-10%)

Hukoneraron 1-3,4:5,20-X (10-15%)
1(5-10%)
1-5,20-X (70-75%)
LMKIOreKCaHOH 1-3,4-X (5-10%)

1-3,4:5,20-X (10-15%)
1(5-10%)

4PacnpeienieHust TTPOAYKTOB OMPEAEIISII 110 JAHHBIM 'H SIMP n/um TCX.

Tabmuua 1B

HNurenon-5,20-xeranb

20
HO

0 o
R14- HO
R13

WNurenon-3,4-xetanb

R11

Wnrenon-3,4:5,20-qukeraib

RI=R"Z= METWIMHT€HOJI-5,20-aleTOHU/T

R13 = R]4 = METUJIMHI'€HOJI-3,4-aleTOHU]T

R = R12 = R13 = R14 = METUJIMHI€HOJI-3,4:
5,20-1ManeToHu

R =R"Z= 3TUIMHI€HON-5,20-(3-eHTHIU-
JIeH)KeTaJlb
(coeauHenue 4)

R13 = R14 = 3TWIMHI€HOJI-3,4-(3-TIEeH TUITH/IEH)
KeTajb

RI'=RPZ=RB=RrM= 3TUIMHI€HOII-3,4:
5,20-mm-[(3-TIeHTUITUACH )KETaJIb |

RI=R!Z= MpoN-2-UIMHreHon-5,20-(2,4-
JIUMETUII-3-TICHTUITU/ICH )KETalTb
(coeauHeHUE 5)

R13 =R"= MPON-2-UIMHTeHOII-3,4-(2,4-tuMe-
THIT-3-TICHTUIIAICH )KETaTh

RI'=RZ?=RB=RM= MPON-2-UIMHT€HOJI-
3,4:5,20-1u-[(2,4-quMeTnsI-3-TIeHTUIIU/ICH )
KeTamb|

R'"=R"?= 2-MeTUIIpoIt- | -urHreHo-5,20-
(2,6-TMMETUIT-4-TeNTUIIUICH )KeTaTh
(coemuHeHue 6)

RB=RM= 2-MeTUIIpoTII-1-unuHrenon-3,4-(2,6-
JIMMETHUII-4-TeNTUIIUICH )KeTaIb

R''=R"Z=RP=R"= 2-MEeTUIIpPOI-1-
WIMHTeHOIT-3,4:5,20-11-[(2,6-nuMeTHI-4-
TeNTUWINJICH)KETAJIb |

R''R'? = CH,CH,CH,CH, nnrenon-5,20-
HOHUKJIOIICHTHINICH-KETAJIb
(coeauHenue 7)

R*R!*= CH,CH,CH,CH, utreson-3 4-uuxio-
TIICHTUIIMACHETAJIb

R''R'2 = R3R' = CH,CH,CH,CH, nre-
HOI-3,4:5,20-11(IIMKIOIICHTUIIM/ICH-KETAITh )

R!'RZ= CH,CH,CH,CH,CH, nnrenomn-
5,20-1MKJIOTeKCUITHICH-KeTalb

RIPRM = CH,CH,CH,CH,CH, nnrenon-3.4-
[MKJIOTEKCUIIM/ICH-KETallb

R!'R!?=R"*R' = CH,CH,CH,CH,CH,
WHTeHOI-3,4:5,20- T (IIMKIOTeKCUITUIEH-Ke-
Tallb)
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[TonyuyeHne HECUMMETPUYHBIX KETAJIEH
OO6u1yro nmpoueaypy, OMMCAHHYIO B IpUMepe 15, IpUMEHSIIN 1S TIOJTy4YEHUs
HECUMMETPHUYHBIX KETaJIeH, 3aMeHsIsl aleTajib/ajibaerus Ha 3,3-1uMeTusI-2-0yTaHoH,
anetopeHoH wiH (1,1-IMMETOKCUITUIT)OEH30J1 U TpUMeHsis 25-50 Mr UHreHoJ1a.
Pacnpenenenye npoaykToB moka3aHo B TaOmwuie 2A.
ITpoaykThl noka3zaHbl B Tabiuue 2B.

Tabmuna 2A

KaTaHI/ISpreMLIﬁ KHUCJIOTOW CUHTE3 HECUMMETPUYHBIX KeTajen

Pearent B TI'®

Pacnpeienenue npoayKToB®

3,3-AumeTtuii-2-0yTaHOH

1-5,20-X (20-30%)
1-3,4-X (20-30%)
1-3,4:5,20-X (10-20%)
1(30-40%)

ITpu ananuze TCX Habiroga/Iu HECKOIBKO APYTUX IPOAYKTOB

AnerodeHoH

IpeBpalleHue He ITPOUCXOIUIO

(1,1-AuMETOKCHUITHIT)OEH30JT

1-5,20-X (10-20%)
1-3,4-X (30-40%)
1-3,4:5,20-X (10-20%)
1 (30-40%)

Ipu anammze TCX HaOm0Qa7IM HECKOJIBKO APYTUX MIPOAYKTOB

aPacnpeﬂeneHMe TMPOIYKTOB OMPEACIISUIN MO TaHHBIM TH IMP w/um TCX.

Tabnuna 2B

HNurenon-5,20-xeTanb

0o
R14-\/ HO
HO

Wurenon-3,4-keTab

Q o
R14-5( o}
R12

Wnrenon-3,4:5,20-qukeraib

RIZ=1 ,1-mumeTunaTUIMHreHon-5,20-(3,3-
TUMETHIT-2-0y TUITUICH)KEeTallb
(coeauHenue 9)

R = 1,1-TIUMeTUII TUITMHT eHO1-3,4-(3,3-11-
METUI-2-0y THIIMIEH KeTalb

RZ=-RM= 1,1-IMMETUIA TUIIMHTCHO1-3,4:5,20-
1u-[(3,3-aumMeTun-2-0y TUIHIeH )Ke Tab |

R12= (enmmunrenon-5,20-(1-¢penun-1-3u-
JINJIEH)KETATh
(coequnenue 10)

R = (ennnunrenon-3,4-(1-penunn-1-atunm-
JIeH)KeTallb

RZ=R"= tennnunrenon-3,4:5,20-mu-[(1-de-
HWII- | -9 THIIM/IEH )KETATh |

ITpumep 15 (obmmas mpouenypa)

[Tonyuyenue aueranei

Wurenomn (25 mr, 72 MKMOJTb) pacTBOPsUTH B TeTparuapodypane (622 mxi) ripu 20°C. [1pu
MepeMEeITMBAHNUH TOOABIISUTA pACTBOP MOHOTHAPATA T-TOJIYOJICYTb()OHOBOIM KUCIOTHI B
terparunapodypane (50 mr/mi, 0,26 M, 96 MxJ1, 25 MKMOJIb). JloOaBIIsUIM alibierua/aneranb
(86 MKMOJIb) U MOHUTOPUHT TTporpecca peakuuu mpoBoauiau TCX. I1pencraBieHHbIe JaHHbBIE
T0JIyYaliv ITOcJIe BpeMEHU peakuuu 21 gac.

Pacnpenenenue npoaykToB moka3zaHo B Tabnuue 3A.

[TpoaykTel noka3zanel B Tabsuue 3B.

Tabmuna 3A

Karanu3upyeMblil KUCIIOTOM CUHTE3 aleTasei

Pearent B TT'®

Pacnipenenenne mpoyKToB?

Crp.: 32
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Benzanpaerus

1-3,4-X (5-10%)
1-3,4:5,20-X (10-15%)
1(10-15%)

1-5,20-X (65-70%) (OauH a1iiMep)

IIpu anamze TCX u 'H SIMP e na6monamm MPUCYTCTBUS AUMEPOB

BeH3aJ’Ib}:[6FI/IL[Z[I/IMCTI/IHaLICTaHB

1-3,4-X (5-10%)
1-3,4:5,20-X (10-15%)
1.(30-35%)

1-5,20-X (45-50%) (OauH 3mmMep)

[Ipu anamuze TCX He HabMIOAATIM TPUCYTCTBUS S1TMMepoB. [1pn anammze
TCX HabI01a)I1 HECKOJIBKO JAPYTUX IPOJYKTOB.

4-MeToKcHUOeH3a b Ier U

1-5,20-X (10-20%)
1-3,4-X (10-15%)
1-3,4:5,20-X (5-10%)
1(60-70%)

Ipu anammze TCX He HAGMIOIAIN TPUCYTCTBUS STIMMEPOB.

2,4-JIAMeTOKCUOCH3aIIbICTH T

1-5,20-X (10-15%)
1-3,4-X (5-10%)
1-3,4:5,20-X (5-10%)
1(70-75%)

Ipu anamze TCX HaOIFOqATH IPUCYTCTBHE OMHOTO APYTOTO MPOAYKTA.

4-HutpoOeH3ambaeruan

1-5,20-X (15-20%)
1-3,4-X (5-10%)
1-3,4:5,20-X (5-10%)
1(65-70%)

ITpu anamuze TCX He HAOIIO1ATIM TPUCYTCTBUS SITUMEPOB.

2,4,6-TpuMeTnnOeH3anbIer U

1-5,20-X (15-20%)
1-3,4-X (0-5%)
1-3,4:5,20-X (10-15%)
1(65-70%)

ITpu anamuze TCX He HAOIIIO1ATIM TPUCYTCTBUS SITUMEPOB.

TpHMCTI/IHaHCTaHLHCFHIL

1-5,20-X (45-50%)
1-3,4-X (10-15%)
1-3,4:5,20-X (10-15%)
1(25-30%)

Ipu anammze TCX He HAGIIO1AIN TPUCYTCTBUS STIMMEPOB.

4PacnpeeneHre POLYKTOB OMPE/ENsIN MO JaHHBIM 'H SIMP w/um TCX.

Tabnuna 3B

HMurenon-5,20-aneraib

o]

HO 20

o)
R14Y
H

HNurenon-3,4-aneranb

HO

WNurenon-3,4:5,20-quaneranb

RIZ= (benunmunrenon-5,20-0eH3unuaeHane-
Tallb
(coenuuenue 11)

R = (permnmuurenon-3,4-6eH3ununeHane-
Tallb

RIZ=R!"= (beHMHTeHO-3,4:5,20-11(OeH3UH-
JICHAIIETAITh)

R1Z2= 4-meTokcueHIMHTeHOI-5,20-(4-Me-
TOKCUOCH3UIIU/ICH)

aneTab

(coemuHenue 12)

R'“= 4-MeTOKCH(EHUTHMHIeHOI-3,4-(4-MeTOK-
CHUOCH3UITHUICH)
aueTaib

RZ=RM¥= 4-MeToKCcU(peHUTMHTeHOoI1-3,4:5,20-
1u-[(4-MeTOKCUOEH3UIUIEH )
aueTab]|

R12 = 2,4-TuMeTOKCU(EHUITUHTeHOTI-5,20-
(2,4-TMMeTOKCUOEH3WIM/ICH )alleTallb
(coeauHenue 13)

R!Z= 2,4-nMeTOKCUGEHUITUHTeHOIT-3,4-(2,4-
JIMMETOKCUOCH3WIUIICH )alleTallb

RIZ=RM= 2,4- TUMETOKCU(PEHUITUHT €HOJI-3,4:
5,20-m1-[(2,4-TMMETOKCUOEH3UITH/IEH ) A1IETaITb |

R'2 = 4-murpodermmurenon-5,20-(4-HuTpo-
OEH3WITUIEH)

aneTanb

(coenuHeHue 14)

R“= 4-HUTPOQEHWTIMHTeHO-3,4-(4-HUTPO-
OEH3UIUIICH)
anerainb

R12 =R"= 4-autpodeHunHreHom-3,4:5,20-am-
[(4-HUTPOOECH3UITHUICH)
aneranb]|

R1Z2= 2,4,6-TpruMeTHIIHEHUIIMHTeHOIT-5,20-
(2,4,6-TpUMeTUIIOCH3UTHUICH ) AIIETATb
(coequHeHue 15)

R4 = 2,4,6-TpuMeTUIGEHUITUMHTCHO-3,4-
(2,4,6-TpUMeTHIOCH3WIHICH ) ALIETATb

RIZ=-RM= 2,4,6-TpruMeTHIIHESHUIMHTEHO-3,4:
5,20-11-[(2,4,6-TpUMeTUIOEH3WINACH)
areranb]|

RZ= 1,1-TUMEeTUIIA TUIIMHT €HO1-5,20-(2,2-

RM“= 1,1-IUMEe TUII TUITUHT €HOJI-3,4-(2,2-11-

RZ=-RM= 1,1-IUMeTUI TUIIUHIeHOJI-3,4:5,20-
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JIUMETHUII- | -TPONMIIMAEH )alleTalb
(coenuHeHue 16)

METWJI- | -TPONMIINJIEH )aleTallb u-[(2,2-quMeTu- 1 -nponwInAeH ))aleTab|

[Tpumep 16 (ob1mas mpoueaypa)

Cunre3 OeH3WIMAeHALleTaIIs

WNurenou (25 mr, 72 MKMOJIb) pacTBOPsIM B pactBoputene (622 mkir) npu 20°C nipu
nepeMelMBanun. (s peakuuii, TpOBOAUMBIX B MUPUINHE, HUKAKOE JOMOJHUTEIBHOE
OCHOBaHMe He n00aBysuu. {1 peakuuii, TpOBOJUMBIX B anieToHe i N,N-
TuMeTUIhopMaMue, 100aBIsaIu KapOooHaT Kajus (158 MKMoIIb). 1715 peakiuii, MpOBOAMMBIX
B TeTparuapodypane uimm 2-MeTunteTparuapodypane, 1006aBIIsIA TeKCAMETUIIUCUIIA3HUT
vty (158 MKMOJIB) B BUE pacTBopa B TeTparuapodypane (1,0 M). PactBop/cycnieH3uro
pearenTa (79 MKMOJITb) B pacTBopuTelie (96 MKII) 100aBIISUIH IO KaIjIsM. MOHUTOPUHT
nporpecca peakuuu nposoauiu TCX. [ MeIUIeHHBIX peaKLuii TEMIIEpATypy MOBBIIIATIH C
20°C 10 50°C ¥ B KOHEUHOM UTOTE 10 TOUKU KUIIEHUsI pacTBOpUTesl. Peakiuio nHreHosa ¢
0, 0-IMOpOoMTOIIy0I0M B upuanHe nmpoBoauiiv ripu 100°C B Teuenue 3 yacoB. Peakuuio
WHT€HOJIA C 0l,0-OUC(MUPUANHUI) TOTY OJIAMOPOMUIOM B TETparuapodypane mpoBOIUIU TPU
50°C B Teuenue 1 yac.

Pacnpenenenue npoaykToB yka3biBaeTcst B Tabnuie 4A.

Tabmumna 4A
IIpoMoTUpyeMBIi OCHOBaHHEM CHHTE3 OCH3UITUICHALICTAIISI
Pearent PactBoputens OcHoBaHue Pacrpenenenue npoayKkTos®
IIvpuarH UM aleToH, Ui K;CO;3 (8 auerone u AM-
a,0-JAMXIIOPTOITy 01 IUV?‘DZ/[\ - M];Tl"tI; ®A) wm LiIHMDS (8 MeT- |[IpeBpaiienue He TpOUCXOaMIIO
? ro)
1-5,20-X (85-90%) (oauH 3mtumep)
1-3,4-X (0-10%)
a,a-/Iuépomroinyon IMupunun Tupuaun 1-3,4:5,20-X
(0-10%)
1(0-5%)
1-5,20-X (20-30%)
B N 1-3,4-X (20-30%)
o,0-buc(nupuarnuii . 3.4: - -
(mpnz / ) Tro LiHMDS 1-3,4:5,20-X (20-30%)
TOJIYOJIIMOPOMUJT 1(20-30%)
TTpu nomomm TCX 0OHAPYKUITU HECKOITb-
KO IPYT'UX MPOIYyKTOB
a,0- brc-(4-(aMMeTUITIaAMHHO)
o K,CO M®OA
MUPUIUHUI) . %’fg’mnﬂ wm IM®A, wm LiZHM?)(SB ()]_;[ TFCD)) i ITpeBpaieHye He TPOUCXOIUIIO
TOIXYOIIUOPOMHULT
4Pacrpeienienye TPOLYKTOB OUEHUBAIIH TI0 TAHHBIM 'H SIMP w/umu TCX.
bl'[onyqex—me: cp. ¢ Acta Chem. Scand. 1972, 26, 3895-3901 u J. Org. Chem. 2007, 72, 9854-9856 (coeaunenue 1 Ha cxeme 2).
Cl'lony!{el-l 06paboTkoii o,a-auo6pomTonyoia (10 r, 0,04 Mmoe) 4-(mumeTrnamuHo )ipuauHoM (10,78 T, 0,088 Mmoib) B aneToHe (20 Mi1)
TIPY KMUITSTYEHUU ¢ OOPATHBIM XOJIOAMIBHUKOM B TeueHue 1 yac.

IMTpumep 17

Cunte3 oproopMuaToB

OO111y10 METO/IMKY, OTIMCAHHYIO B IIpUMepe 15, MpUMEHSUTH TS TOTy4eHHs OpTO(hOopMHATOB,
3aMeHsIS aTbJeTHU/aleTalb TPUMETHIOPTOHOPMHUATOM, TPUITHIOPTO(HOPMUATOM WITA TPH
(mpor-2-un)oprodopMraTOM U MpuMeHss 25-100 Mr UHreHoJa.

Pacnpenenenue npoaykToB oka3zaHo B Tabnuue SA.

ITpoaykThl moka3zanbl B Tabnuue SB.

Tabmuna 5A
KaTtanusupyembIit KUCIIOTOM CUHTE3 OPTOPOPMHATOB
Pearenr B TT'® Pacnpejienenue NpoLyKToB?
1-5,20-X (75-80%, cmech snumepoB, 60:40)
1-3,4-X (0-10%)
Tpumerunoprohopmuat 1-3.4:5.20-X (0-10%)
1(10-15%)
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Tpustunopropopmuar

1-3,4-X (0-10%)
1-3,4:5,20-X (0-10%)
1(10-15%)

1-5,20-X (75-80%, cmech snumepoB, 60:40)

Tpu(npomn-2-un)oprohopmuat

1-3,4-X (0-10%)
1-3,4:5,20-X (0-10%)
1(10-15%)

1-5,20-X (75-80%, cmech sniumepoB, 60:40)

4PacnpeienieHle NPOLYKTOB OIPEENIIM O JAHHBIM 'H SIMP u TCX.

Tabmuua 5B

Wurenon-5,20-oprodhopmuat

0

o
R240<" HO

H HO

WHrenon-3,4-oprodpopmuar

Q0 o
R240¥ " 0O

H

R220

Wureno:n-3,4:5,20-mnoprodopmuar

R?’= MetumnreHon-5,20-metunoprodop-
MHUAT
(coequHenue 17)

R*= MeTUITHHT€HOII-3,4-MeTHIIOPTOHOPMH-
ar

R22 = R24 = MeTtununrenon-3,4:5,20-au(mMeTu-
noptohopMHuaT)

R?? = DtunuHrenon-5,20-oprodhopMuat
(coequHenue 18)

R*= DTUIMHTeHOII-3,4-3TUIIOpTOhOPMHUAT

REZ-_R¥= OTUIMHIeHO-3,4:5,20-1u(3ThI0p-
Todopmuar)

R?’= ITporn-2-ununreno:-5,20-(rpor-2-ui)
opTtodopMuaT
(coequnenue 19)

R*= ITpon-2-ununrenon-3,4-(mporn-2-um)
oprodopmuat

RZ-R¥= ITpon-2-ununrenon-3,4:5,20-au[
(npom-2-un)oprodopmuar]

ITpumep 18

Cunre3 MeTuiioproopMuata (METOKCUMETUIICHALIETAIIS)

[Tpouenypy, onucaHHyro B IpumMepe 16, MpUMEHSIN C MTPUMEHEHUEM
JUXJTOPMETUIMETUIIOBOIO 3(hrpa B KAUECTBE PEATEHTA U C UCIIOJIb30BAHUEM
reKcaMeTWIIIMCUIA3UIa JIUTUS B TeTparuapodypane. Peakiuro npoBoauim B
terparuapodypane npu 20°C B TeueHue 30 MUHYT.

Tabauna 6A

IIpoMoTHpYyeMBIit OCHOBAaHMEM CHHTE3 METHIOpTO(GOopMHUaTa (METOKCUMETHIICHALICTATIS)

adup

Pearent PactBopurens OcHoBaHue Pacripenenenue npoayKTos®
1-5,20-X (10-15%)
JIMXJIOpPMETHUII-METHIIOBBIN MPOCTOM I-3,4-X (10-15%)
p p Tr® LiHMDS I (50-60%)

IIpu momormu TCX 0OHApYXUIIM HECKOIBKO
JIPYTUX MPOIYKTOB

4Pacrpe/ieNieHne TPOIYKTa OUEHUBAIH 0 aHHbM TCX.

Cunre3 coenuHeHuit oomeit popmyist (VI)
CuHTe3 UHTeHOI-5,20-aleTOHUI-3-aHrenaTa ¢ IPUMEHEHUEM aHTeITMKOBOM KUCIOTHI

(AngOH)

[Tpumep 19A (o6mast mpoueaypa)

HMurenon-5,20-aueronus (10,0 Mr, 26 MKMOJIb) M AaHT€JIIMKOBYIO KUCIIOTY (2,6 MT, 26 MKMOJIb)
pactBopsiiu B pactBoputene (175 mkn) npu 20°C npu nepeMmemimBanuu. st peakuuid,
MIPOBOJMMBIX B IPUCYTCTBUM OCHOBAHMSI, TOOABIISUIH JIMOO0 4-(IMMETUIIAMMHO ) TUPUIMH (6,3
MT, 52 MKMOJIb) W00 N,N-IUHU30TTpONUIdTUIIAMUH (9 MKJI, 6,7 MT, 52 MKMOJIb) TIEpe
no0OaBlIeHHEM MO KaIlJIsIM pacTBOPa/CyClIeH3UU peareHTa coueTtanus (26-52 MKMOJIb) B

pactBoputene (75 Mxi1). MOHUTOPUHT Tiporpecca peakuuu nposoawin TCX u 'H sAaMP-

Crp.: 35
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CIIEKTPOCKOTIUEH.

ITpumep 19B

HMurenon-5,20-anetonun (25,0 mr, 64 MKMOJIb), aHT€JIMKOBYIO KUCIOTY (6,4 MT, 64 MKMOJIb)
v noaua 2-xnop-1-merwimupuaunus (19,7 mr, 77 mxmois) (peareHT Mukaiyama)
cycnieHaupoBaiu B Tojyose (108 mkir). lo6asnsim Tpubytunamus (37 Mk, 29 mr, 155
MKMOJIb) U CMeCh TepemeriuBaiv npu 60°C B TeueHue 18 yac. MOHUTOPHUHT mporpecca

peakuuu npoBoawn TCX u 'H SMP-cnekTpockonuei.

Pacnpenenenue mpoykTa v yCIOBUS peakiuu 1i1s ipuMepoB 19A v 19B nipuBeaeHbI B
tabmune 7A.

ITpoaykTel moka3ansl B Ta0auIe 7B.

OtHomenue (E)/(Z) ssBaseTCs OTHOIIIEHUEM TUIIAT/aHIenaT.

Tabmuna 7A
CuHTE3 MHT'eHOII-5,20-aeTOHUI-3-aHTeNlaTa C IPUMEHEHHEM aHTeITMKOBOM KUCTIOTHI (AngOH)
OO6pa3oBaHHBIE TPOAYKTHI (BBIXOBI CBIPBIX ITPOIYK-
Pearent PacrBoputens a (E)/(Z)b
TOB)

EDCI CDCl3 Ang,0 N/A

EDCI/DMAP DCM 1-5,20-A-3-Tig (50-60%) u Ang,0, AngOTig u Tig,O (96:4

DCC CDCl3 1-5,20-A-3-Ang (2%) u Ang,O 1:99

DCC PhMe ITpeBpaileHre He TPOUCXOIUIIO N/A

DCC/DIPEA PhMe ITpeBpaiueHe He TPOUCXOIUIIO N/A

DCC/DMAP CDCl3 1-5,20-A-3-Tig (75%) 85:15
Crauauta nporcxomuino oopaszosanre AngOAt (100%).

HATU/DIPEA AM®DA 3aTeM OH COOTBETCTBYIOLIMM 00Pa30M rHAPOIN30Bai- | N/A
cs1 B AngOH u HOAt

Vo SZI;IXHOP'I'MCT“”““F’”‘H”' PhMe 1-5,20-A-3-Tig (30-40%) 1 Ang,0, AngOTig 1 Tig,O 90:10

a’bBbIXO)II)I u otHoueHus (E)/(Z) oueHUBAJIU 110 JaHHBIM 'H SIMP u TCX.

b(E)/(Z)21:99 Benencraue coaepxkanud 0,5-1% TigOH B AngOH.
Ornouenue (E)/(Z) siBnsiercst otHoueHueM 1-5,20-A-3-Tig/I-5,20-A-3-Ang.

Tabnuua 7B

Wurenon-5,20-aneTonua-3-aHrenaT Wnrenon-5,20-aneTOHU/-3-TUTIIAT

CunTe3 UHTeHOII-5,20-aleTOHUI-3-aHrellaTa ¢ MPUMEHEHUEM aHTeIIMKOBOTO aHTUApUIa

[Tpumep 20A

ITpouenypy mist cuHTe3a MHIeHo-5,20-aneTOHNUI-3-aHrenaTa, ONMCAHHYIO B IIPUMeEDpE 8,
MIPUMEHSITY TSI peaKU FeKCaMeTWIIIMCUITIa3ua JIUTHUSI B METWII-TPET-0yTUIIOBOM 3(pupe,
reKcaMeTWIIIMCUIa3u/Ia JIUTUS B TeTparuapodypaHne, rekcaMeTUIIIucuiIa3uaa HaTpus B
TeTparuapodypaHe v TeKCaMeTWIANCUIIa31aa Kallvs B TETparuapodypaHe ¢ mpuMeHEHHEM
oT 25 mr go 10 r uarexomn-5,20-aneToHuaa.

ITpumep 20B

DKcIepuMeHTaIbHAS TPOLEAYpa I CUHTE3a UHIe€HOJI-5,20-a1eTOHUI-3-aHrenara ¢
IIPYMEHEHMEM KapOoHaTa 11e31sl OMcaHa B mpumepe 7.

Ctp.: 36
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ITpumep 20C (oOmras MmeToauKA)

HNurenon-5,20-aneronup (15,0 Mr, 39 MKMOJIB) pACTBOPSUIM B IUpUAUHE (386 MKIT) WIH
terparuapodypane (386 mxi) mpu 20°C nmpu nepemermBanHuu. {1s peakyu, TpoBOIUMOMN
B MUPUANHE, J0OABIISUM aHTeTMKOBBIN aHTuapua (10,6 Mr, 58 Mxmorb). s peakuumy,
MIPOBOJIMMOI B TeTparuapodypane, nepea 1o06aBieHUeM aHTeTMKoBoro anruapuaa (10,6 mr,
58 MKMOJITB) 100aBISIU 4-(IMMETUIAMUHO)TUPpUAMH (7,1 Mr, 58 MKMOJIb). MOHUTOPHUHT

Mporpecca peakiuu MpoBoauiau ¢ momoibio TCX u H SMP-cniekTpockomnumu.
Pacnpenenenye mpoayKToOB U yCIOBUS peakiyu 11 mpuMepoB 20A, 20B 1 20C moka3aHbl
B Tabnwmue 8A. IIpoaykTel moka3aHsl B Tabsuie 7B.

Ortnowenue (E)/(Z) aBnsercs otHouenueM [-5,20-A-3-Tig/I-5,20-A-3-Ang.

Tabmuua 8
CunTe3 uHreHos-5,20-aleToHuI-3-aHrenara ¢ IpUMEHEHUEeM aHTeJIMKOBOro aHruapuaa (Ang,0)
Pearent PacrBopu-Tens O6pa30BaHHBIE IPOLYKTHI (BBIXObI CHIPBIX HPOIYKTOB)™ (E)/(Z)b
LiHMDS MTBE I—S,ZO—A-VZt—Ang (>?5%), 6omnee MemeHHoe npeBpanieHre B MTBE, uem B 2:98b
TI'® u3-32 HU3KOM PACTBOPUMOCTHU
LiHMDS T Brictpoe u nonmHoe npespartienue B I-5,20-A-3-Ang (>95%) 2:98
NaHMDS TTD I—5,_20—A—3—Ang (>95%), 6onee MeJUICHHOE IPEBPAIIEHHE, M IPEBPAIIEHHE |5 ga
¢ LIHMDS, TpeOytoree 60IbIIHi U30BITOK PEarecHToOB
1-5,20-A-3-Ang (>90%), 6071ee MEAJICHHOE U MEHEE ITOJIHOE ITPEBPAIICHHE, |
KHMDS e yeM npespatenue ¢ LIHMDS u NaHMDS 2:98
Cs,C03 MeCN 1-5,20-A-3-Ang (>95%) 2:98
Tupuaua IMupunna 1-5,20-A-3-Tig (55%) 96:4
DMAP TTo 1-5,20-A-3-Tig (55%) 96:4
“’bBLIXO)JLI u otHouteHus (E)/(Z) oueHUBAIIM 110 JAHHBIM 'H SIMP u TCX.
b(E)/(Z)22:98 BelleacTBUE cogepxkanus 1,5-2% AngOTig B Ang,0.
Ortnowenue (E)/(Z) snsercs oTHomeHueM 1-5,20-A-3-Tig/[-5,20-A-3-Ang.

CuHte3 uHreHo-5,20-aneToHua-3-aurejaaTa ¢ IpUMEHEHWEM aHTeJIOMIXJIOpUIa

ITpumep 21A

[Tpouenypy, onucaHHyIO B IpUMepe § [1JIsl AaHT€JIMKOBOTO AaHTUAPUAA, TIPUMEHSIIN [IJ1SI
PEAKIMH MEXAY AHTESIIOWIXJIOPUAOM U UHTE€HOJI-5,20-aie TOHUAOM C IPUMEHEHUEM
FeKCaMETUIIIMCUIIA3UIA JIUTUS B TeTparuapodypaHe. IKCIEPUMEHT MPOBOIUIU C
MIPUMEHEHUEM 25 MT UHT'€HOJI-5,20-aleToHuIa.

[Tpumep 21B

[TpuMmensim npouenypy, onucaHuyio B mpumepe 20C 11 aHTeIMKOBOTO aHTUAPUIA,
3aMEHSIS1 AHTEJIMKOBBINA AHTUAPHU/T AHTETTOUIIXJIOPUIOM, IS PEAKIUU MEXKITY
AHTEJIOWIXJIOPUIOM U UHT€HOJI-5,20-alleTOHUIOM B 3TWJIIOBOM ITPOCTOM 3(hupe O6€3 OCHOBAHMUS,
B TeTparuapodypane 0e3 OCHOBaHUS, B IUPUANHE U B TeTparuapodypane ¢ 100aBICHHBIM
4-(TMMEeTUJIaMUHO ) ITUPUIUHOM (1,5 3KB.). DKCIEPUMEHTHI TPOBOIWIIM C TPUMEHEeHHEM 15-50
MT MHTe€HOII-5,20-aneToHuaa.

Pacnipenenenye mpoayKToB U YCIIOBUS peaKiyu 1j1s mpuMepoB 21A u 21B nmoka3aHbl B
tabmune 9. [TpoaykTel mokazaHbl B Tabiuie 7B.

Ortnouenue (E)/(Z) saBnsercst otHouieHueM 1-5,20-A-3-Tig/I-5,20-A-3-Ang.

Ta6muua 9
CuHTE3 HHTeHOI-5,20-aleTOHU I-3-aHreaTta ¢ IpUMeHeHMeM anrenouaxiaopuaa (AngCl)©

Pearent PactBopurens O6pa30BaHHbIE NPOAYKTHI (BBIXOJ CBIPBIX IIPOAYKTOB)" (E)/(Z)b
LiHMDS TIro 1-5,20-A-3-Ang (60%) u 1-5,20-A (30%) u npyrue nmpumecu (10%) |3:97
OTcyT-cTBOBAI Orunossil npocroit 3¢up  ([IpeBpalneHre He TPOUCXOIUIIO, HU3KAs PACTBOPUMOCTh N/A
OrtcyT-cTBOBAN TT® [IpeBpalieHre He MPOUCXOUIIO N/A
Tupuaux Tupuauu 1-5,20-A-3-Tig (60-70%) v ipumecu (30%) 96:4

DMAP TTo 1-5,20-A-3-Tig (50-60%) 96:4

Crp.: 37
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al’bBLIxom)I u otHoueHus (E)/(Z) oueHUBAJIHU 11O JaHHBIM 'H IMP u TCX.

b(E)/(Z)23:97 BenneacTsre nzomepuzanuu AngCl B TigCl Bo BpeMst XxpaHEeHUsL.
Ortnowenue (E)/(Z) ansiercst oTHOLIeHUeM 1-5,20-A-3-Tig/I-5,20-A-3-Ang.

‘Tonyuenue: cp. ¢ my6aukauyeis Tetrahedron Letters 1977, 38, 3379-3382 (coenuuenue 2).

CuHTe3 uHTreHo-5,20-aueToHua-3-aHrejaaTa ¢ IpuMEeHEHHEM MEeTUJIaHreaTa

ITpumep 22

ITpouenypy, onMcaHHyro B mpuMepe 8 A1l AHTeJTMKOBOTO aHTUIPUIA, TPUMEHSIIN 15
PEAKIMU MEXIY METUIIAHTEIIATOM U UHT€HOJI-5,20-aleTOHUIOM C IPUMEHEHUEM
TreKCaMETHIIIMCUITa3UIa JIUTHS B TeTparuapodypaHe. IKCIEPUMEHT ITPOBOIUIIU C
IMPUMEHEHUEM 25 MT MHT€HOJI-5,20-aeToHu/1a.

Tabmuua 10
CUHTe3 MHIeHOI-5,20-aleTOHuI-3-aHreNIaTa ¢ IpUMEeHeHHeM MeTulanrenaTa (AngOMe)®
Pearent Pacrsoputens O6pa30BaHHbIE NPOLYKTHI (BBIXOJ ChIPBIX TIPOAYKTOB)" (E)/(Z)b
LiHMDS o 1-5,20-A-3-Ang (7%) 1:99

a’mexon u otHomeHue (E)/(Z) oneHnBaIM 110 JaHHBIM 'H AIMP u TCX.

b(E)/(Z)=1:99 BcrenacTsue cogepxkanus 0,5-1% TigOMe B AngOMe.

Ornowenue (E)/(Z) sBnsiercst orHouenueM 1-5,20-A-3-Tig/I-5,20-A-3-Ang.

‘Tlonyuen 1o6aBIEHUEM 110 KAILIAM PAcTBOPA (TPUMETHICHIMI)IMA30MeTaHa B 3TU10BoM adupe (2,0 M, 18,8 My, 38 MMOJIb) HA IIPOTS-
skeHuH nepuona 175 munyt npu 20°C K epeMelIMBaéMOMY pacTBOPY aHTenuKoBo KucaoTsl (3,0 T, 30,0 MMOJIB) B CMECH AUXIIOPMETaH/
Metanon=3:2 (30 m1). PeakMoHHYI0 CMECh KOHIIEHTPUPOBAIIA U METUIIAHTEIAT OUYUIIATIM BAKyyMHOM aucTuiisinuen. Cm. taxoke J. Org.
Chem. 1950, 15, 680-684.

'H ssMP (300 MTI', CDCl3) 6 6,06 (xBKB, 1H), 3,74 (c, 3H), 1,98 (axB, 3H), 1,89 (xBuntert, 3H).

ITpumep 23 (ob11ast METOIUKA)

[Tosmyuenne nHreHoI-3-aHrenara u3 UHreHoJ1-5,20-aneToHua-3-aHrenarta

HNurenon-5,20-aneTonua-3-anrenat (15 Mr, 35 MKMOJIb) pacTBOPSUIM/CYCIEHIUPOBAIIN B
opranudeckoM pactBoputene (331 mxi) mpu 20°C. I1pu nepememnmmBanmm 100ABISIIM pACTBOP
Katanuzatopa B BoAe (17 MKJI), 4TO MPUBOIWIO K IOCTUKEHUIO KOHIeHTpauu 0,1 M
OTHOCUTEJILHO MHIeHOI-5,20-aneTouua-3-anrenara. Murenosn-5,20-aneTonua-3-aureaaT
pacTBOPSIIM B CMECU PACTBOPUTEIIEH MypaBbUHAS KUCIOTa/Boaa (95:5), ykCcycHas KucioTa/
BoJIa (95:5) u TpudTopykcycHas kucinoTa/Boaa (95:5). MOHUTOPHUHT Iporpecca peakiyu

npoBoauau TCX u 'H SIMP-cniekTpockomnuen.
Pacnpenenenye mpoIyKTOB U YCIIOBUS PeaKUM JJ1 mpuMepa 23 moka3aHbl B TabIuIe
11A.

[TponykTel moka3ansl B Tabmuue 11B.

Tabmuna 11A
Monn. - . .
Katanu-3atop |PKa Og orHotte PacTBopu-Tesb Tewm., °C  |(B)Y(2)" nipn nonmom|(E)(Z)* nocre n Tprme-uatme
HUe npeBpalle-HUY (IHW) | THEH (THU)
HCI -8,0 1 ;F;;I)/Hzo 20 5:95 4) 19:81 (11) Yucroii
HCl -8,0 1 g/;es() H/H,0 20 3:97 (<1) 6:94 (2) Yuctein
HCl -8,0 1 IPA/H,0 95:5 20 3:97 (3) 14:86 (11) Yucrelit
MSA -2,6 2 TIr®/H,0 95:5 20 2:98 (3) 2:98 (4) Yucrerit
MSA -2,6 2 IPA/H,0 95:5 20 2:98 (2) 3:97 (10) Yuctein
Katuono6wm.
cMona AG|-2,6 2 IPA/H,0 95:5 20 2:98 (2) 3:97 (13) YucThlit
S50WX2
TFA -0,25 6,5 IPA/H,0 95:5 20 3:97 (>4) 3:97 (>4) Srepudu-kamus®
TFA 0,25 124 gg/ H0 20 N/A N/A Pasmos.d
H3PO4 2,12 12 IPA/H,0 95:5 30 2:98 (7) 2:98 (10) YucTIi
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HCOOH 3,77 252 HCOOH/H,0 95:5 |20 N/A N/A Pazmox.d
AcOH/H
AcOH 4,76 166 9501? /H0 20 2:98 (>4) 2:98 (4) 3Tepl/]q)]/[-1(au[/];[c

40rnomenus (E)/(Z) oueHUBAIH [0 JaHHLIM 'y SIMP-crieKTpOoCcKOIuu.

4E)/(Z)=2:98 BcreacTBUE conepxanus 1-2% 1-5,20-A-3-Tig B 1-5,20-A-3-Ang.

*Yycno moneit KaTanu3aTtopa OTHOCUTENbHO [-5,20-A-3-Ang.

“O6pazoBaHye CIOKHOIO 3(hUpa peaKiyeil MexI1y KaTaIu3aTopoM U 20-I0JI0KEHHEM HHIEHOIA.

dpasnoxenne
Ornouenue (E)/(Z) saBnsercs otHowueHueM 1-3-Tig/I-3-Ang.

Ta6mvua 11B

Wurenon-3-turiat

[Tpumep 24

Nurenon-5,20-(nu(TpeT-0yTHIT)CUITUIIEHOBBIN) TTpocToit adup (coequnenrue 20)

K pactBopy unrenona (50,4 mr, 0,145 mmoib) u 2,6-nytuauna (46,7 mr, 0,436 MMOJIb) B
N,N-numetundopmamuse (0,25 mia) mo6aBisiian Iu(TpeT-0yTHiI)CUITUIONC
(tpucpropmerancynbdonar) (76,6 mr, 0,174 mmonn) ipu 0°C. IlomydyeHHbIN pacTBOp
MepeMeIIMBaIOT ITPY KOMHATHOM TeMIepaType B TeueHue 1 yac. Peakiuio racuiiv HachIleHHbIM
BOJIHBIM PACTBOPOM THAPOKApOOHATA HATPUS. 3aTEM CMECh JBAXKIbI IKCTPATrUPOBAIIU
stunaneraToM. O0beAMHEHHBIE OpraHudYecKue (ha3bl MPOMbBIBAJIA HACBIIIIEHHBIM BOJHBIM
PacTBOPOM XJIOPUJIA HATPUS, CYLITHIIM HaJI CYJIh(haTOM HATPHS U KOHLIIEHTPUPOBAIIA B BAKYYME.
OcraTok ounniaiau ¢uam-xpomaTorpadueti (rerran/stunanerart, 1:0—1:1), momydas mpu
3TOM YKa3aHHOE B 3arojioBke coequHenue (35,7 mr, 50%) B Buje Oej1oi TeHBI.

'H amP (300 MTI', CDCl3) 6 6,02 (1, J=5,1 I'u, 1H), 5,96 (xB., J=1,5 I'u, 1H), 4,47 (1, J=

12,5 T'n, 1H), 4,33-4,18 (M, 4H), 3,89 (c, 1H), 2,57-2,30 (M, 2H), 1,87 (1, J=1,5 ', 3H), 1,76
(mmm, J=15.8, 6,3, 3,9 I'u, 1H), 1,11 (c, 3H), 1,05 (¢, 3H), 1,02-0,95 (M, 22H), 0,90 (aa, J=11,8,
8,4 I'u, 1H), 0,75-0,61 (M, 1H).

CrgH4405Si

Crp.: 39
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ITpumep 25

3-Anrenat uHreHo-5,20-(au(TpeT-0y THIT)CUITMIIEHOBOT'0) MMPOCTOro 3upa (coenuHeHre
21)

Cwmech UHTeHOJ-5,20-(au(TpeT-0y TUIT)CUITMIIEHOBOT0) pocToro 3dupa (35,5 mr, 0,073
MMOJIb), [(Z)-2-MeTunoyTt-2-eHoun|-2,4,6-Tpuxiopoensoara (29,7 mr, 0,097 MMoOJIb) U
ruapokapbonata HaTpus (10,2 mr, 0,12 mr) B Totyote (0,3 M) TepeMelBaiiy B aTMochepe
aprona npu 100°C B Teuenue 20 ygac. [Tocme oxmaxaeHus 10 KOMHATHOR TeEMITEpATYPhI
PEAKIMOHHYIO CMECh (PMIIBTPOBAIIM U IIPOMBIBAIIA TOIYOJIOM. PUIBTPAT KOHUEHTPUPOBAIIU
B BakyyMme. OcTaTok ouMInaiu ¢smi-xpoMatorpadueit (renran/stunanerat, 1:0 — 4:1),
roJiy4asi IIpy 3TOM yKa3aHHOE B 3ar0JIOBKE COe/IMHEHUE B BUjIie Oesto nieHbl (23,4 Mr, 56%).

'H SIMP (300 MI', CDCl3) 6 6,10-5,96 (M, 3H), 5,67 (c, 1H), 4,49 (1, J=12,5 I'y, 1H), 4,35-
421 (m, 3H), 3,64 (¢, 1H), 2,64-2,52 (m, 1H), 2,46-2,27 (m, 1H), 2,01-1,93 (M, 3H), 1,91 (1kB.,
J=3,0, 1,5 T, 3H), 1,82-1,65 (m, 4H), 1,10-1,04 (m, 15H), 1,03-0,95 (M, 12H), 0,94-0,84 (m, 1H),
0,67 (naz, J=10,1, 8,4, 6,4 'y, 1H).

ITpumep 26

WNurenon-3-anrenar

K pacrBopy 3-anrenara uHreHoJ-5,20-(Tu(TpeT-0yTHII)CUIIUIICHOBOTO) TTPOCTOTO 3(hupa
(10,3 mr, 0,018 MmmoIB) B TeTparuapodypane (0,1 mit) modasisui propur TeTpady THIIAMMOHHUS
(1 M pactBop B Terparuapodypane, 0,054 Mmmoias) B atmochepe aprona mpu -20°C. PactBop
MepeMeNIMBaJIM ITPU TAKOM e TeMIiepaType B TedeHue 15 MyuH. Peakiuio racuim HaChIIIIeHHBIM
BOJIHBIM PACTBOPOM XJIopHJa aMMOHHUs. CMeCh 3KCTparupoBajiv TpY pa3a 3TUIALETATOM.
OObeauHEHHBIC OpraHrueckue Ga3bl CYIIMIN Hall CYJIb(aTOM MarHus U KOHICHTPUPOBAIIH.
OcraTok ouuIan xpomatorpadueit (renran/aTunanerar, 4:1 — 1:1), moayyasi mpyu 3ToM
YKa3aHHOE B 3ar0JIOBKE coeiMHeHue (2,2 mr, 29%).

Crp.: 40
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ITpumep 27

HNurenon-20-(TpeT-0y THIIMMETUIICUIIUIIOBBIN) ITpocTol 3¢up (coenrHenue 22)

K pactBopy unrenomna (66,2 mr, 0,15 Mmmoib) u 2,6-nmytuauna (48,2 mr, 0,45 MmoJib) B N,N-
mumeTtuigopmamue (0,25 Mir) 100aBIISUTA TPET-O0Y TUIAMME THIICHITHITXITIopU (27,1 mr, 0,18
MMOIJIb). PacTBOp nepeMeimBaim npy Takom e temiiepatype B Teuenue 30 muH. Peakus
He ObL1a 3aBepiieHa. Jlobasnsu 2,6-nmytuaul (16,1 mr, 0,15 MMOJIb) U TpeT-
oyTuiuMmeTuicuiiaxiaopua (18,1 mr, 0,12 mmosb). CMmech nepeMennmBaiyd pu KOMHATHOR
TeMIIEpaType B TeUeHue 1 yac, moMemaiu B BOJHbIM PACTBOP THAPOKAPOOHATA HATPUS U
3KCTPArupoBaJIM TpH pa3a dTuinanetratoM. O0beMHEHHbIE OpraHuUecKue (ha3bl CYIIMIN HA
Cylb(haTOM MarHusi ¥ KOHIEHTPUPOBAIM B BakyyMme. OcTaToK ouuIaiy Ghsi-
XxpoMaTorpaduert (renTaH/3TUIaneTart, 3:1), moaydas mpy 3TOM HEOUUIIICHHBIN TTPOIYKT.
DTOT HEOUMIIIEHHBIN MPOAYKT MOABEPTajIu JOMOIHUTEIBHOM XpoMaTOr pauIeCcKOM OUNCTKE
(muxsopMeraH/stunanerat, 19:1—10:1), monydast py 3TOM yKa3aHHOE B 3arOJIOBKE
coeMHEeHHE B BUJIe Oemoi neHsl (65,8 mr, 95%).

CMm. Taxke nyonukaguto Opferkuch, H.J. et al., Z. Naturforsch. 1981, 36b, 878-887
(coequnenue 10).

'H SIMP (300 MI'n, CDCl3) & 6,11-5,94 (M, 1H), 5,96-5,84 (m, 1H), 4,44 (yur.c, 1H), 4,32
(c, 1H), 4,29-4,07 (m, 3H), 4,01 (c, 1H), 3,86 (c, 1H), 2,57-2,39 (m, 1H), 2,32 (wug, J=15,6, 9,1,
3,0 T, 1H), 1,85 (1, J=1,4 T, 3H), 1,75 (uazm, J=15,7, 6,2, 4,8 T, 1H), 1,11 (x, J=7,1 T, 3H),
1,06 (c, 3H), 0,96 (11, J=7.6, 5,3 T, 3H), 0,89 (c, 9H), 0,88-0,80 (m, 1H), 0,78-0,60 (M, 1H),
0,08 (1, J=1,3 [, 6H).

C36H,05Si

ITpumep 28

3-Anrenat uHreHoI-20-(TpeT-0y T IMME TUIICHITUIIOBBIN ) TTPOCTOM 3pup (coemuuenue 23)

CMech HreHoJ-20-(TpeT-0y THIIIMMETHIICUIIUIIOBOT0) TpocToro adupa (61,6 mr, 0,133
MMOIJIb), [(Z)-2-MeTunoyT-2-eHoun]-2,4,6-Tpuxiopoensoarta (54,4 mr, 0,177 MMoIb) U
ruapokapodbonara Hatpus (16,8 mr, 0,20 Mmouib) B Tostyoste (0,55 M) nepemMermBaig B
atmocdepe aprona npu 100°C B Teuenue 17 yaco. ITocie oxmaxaeHus 10 KOMHATHOR
TEMITepaTypPbl PEAKIMOHHYIO CMECh (PMITBTPOBAJIM U IIPOMBIBAJIN TOJIyoIoM. DuibTpat
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KOHIEHTPUPOBAIM B BakyyMe. OCTaTOK OUMIIAIIM (PIidii-xpomMaTorpadueit (renTan/3Tuiianerar,
89:11 — 78:22), moJtyuyasi mpu 3TOM YKa3aHHOE B 3arOJIOBKE COEJIMHEHUE B BUJIE OEIIOM MeHbI
(14,4 mr, 23%).

'H SIMP (300 MTy, CDCl3) 6 6,08 (xB.1, J=7,2, 1,4 'y, 1H), 6,03 (xB., J=1,5 I'y, 1H), 5,96
(n,J=4,6 T'y, 1H), 5,69 (c, 1H), 4,76 (c, 1H), 4,29-4,07 (M, 3H), 4,01 (c, 1H), 3,65 (c, 1H), 2,69-
2,51 (m, 1H), 2,33 (nanm, J=15,6, 9,6, 3,0 I'u, 1H), 2,03-1,95 (m, 3H), 1,97-1,85 (M, 3H), 1,82-1,65
(M, 4H), 1,07 (c, 3H), 1,03 (c, 3H), 0,96 (1, J=7,2 I'u, 3H), 0,93-0,80 (M, 10H), 0,67 (Ta, J=9.,4,
6,4 T'u, 1H), 0,07 (c, 6H).

0 C31H4806SI

5

ITpumep 29
20 WNurenon-3-anrenar
3-Anrenat uHreHoI-20-(TpeT-0y TUIIUMETUIICUITUIIOBOTO) pocToro sdupa (14,4 mr, 0,026
MMOIJTb) pacTBOPsIU B TeTparuapodypane (0,07 mir). K aToMy pactBopy m00aBIIsiv
XJIOPUCTOBOJIOPOAHYIO KUCIOTY B MeTaHode (12,5 MM, 0,07 M) npu 0°C. PactBop
TepeMeIIMBaJIv IPpY KOMHATHOW TeMIIepaType B TEUEHHUE 6,5 Yac ¥ 3aTEM ITOIBEPTaH (IIAIII-
,5 Xpomartorpauu (renran/sTunanerar, 2:1—1:1), mojaydas Ipy 5TOM yKa3aHHOE B 3aIOJIOBKE
coeauneHue (4,6 mr, 40%) u ucxogHoe BeiecTBo (4,4 Mr).

dopmyiia u300peTeHU
1. Crioco6 momyueHust MHreHoJ-3-anresnata (1aR,2S,5R,5aS,6S,8aS,9R,10aR)-5,5a-
IMTUIPOKCU-4-(ruapokcumetwin)-1,1,7,9-rerpamerui-11-okco-1a,2,5,5a,6,9,10,10a-oxraruapo-
1H-2,8a-MeTaHONMKIIONEHTA[a | HuKIIoTIpomnal e | IMK/I01e1eH-6-UI0BOTO CIIOKHOTO 3¢upa 2-
MeTuI-2(Z)-0yTeHoBoit KUciaoThl) hopmydsl (I) u3 unrenona gpopmysst (1I)

30

H

35

D HO 5
HO 20

() (11)

HOHO 5
HOD

40

BKJIFOYAOIIWH CIIEAYIOIINE CTAIUN:
(a) peakuusi OTHON WK 00EUX TMAPOKCUIBHBIX IPYIII B MOJIOKEHUSIX 5 U 20 MHIEHOJIA C
MOJIXOAAIIUMU TUAPOKCUITZAIIUIIAIOIIMMY areHTaMU, KOTOPBIE MOTYT OBITh OJJMHAKOBBIMU

WJIM pa3HBIMHU, C TTOJIyUYeHUeM coearHeHust ooiert popmymsl (1) wmm (IV)
45
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HO HO
RG° JOR, HDHDQ
(1) (IV) D-0

B KOTOpBIX R mpencrasiser co6oit BOAOPOI WM TUAPOKCUII3AIUTHYIO rpynny U R,
MPEACTABIISIET COOOM BOJIOPOI UIIM THIPOKCUII3AIIMTHYIO TPYIIILY, IPU YCIIOBUH, YTO R; U R,
OJHOBPEMEHHO HE MPEACTABISIOT COOOM BOIOPO/, UM B KOTOPBIX D mipeacTasisier coboit
JUTHAPOKCUIZALLIMTHYIO IPYIIIY,

(b) aTepudukanms TMAPOKCUILHOMN T'PYIIIHI B 1oJiokeHuu 3 coequrenuit (I111) wmm (IV) ¢
MoJIydeHUueM coeiMHeHui obtien popmysl (V) umu (VI)

B KOTOPBIX R, Ry 1 D uMeroT 3HayeHus, yKa3aHHbIE BBILIE, U
(c) ynameHue ruApOKCHII3aUMTHBIX rpynil Ry wim Ry, vuinn Ry wnu Ry, wim D y coennnenuit

(V) unu (VI) ¢ nonyyenuem uHreHo-3-anrenarta hpopmyisl (I).
2. Cnoco6 mo 1. 1, tie Ry npeacrapsieT coboii BOJOPOI WK TPOCTYIO IPUPHYIO,

aleTaIbHYI0, KeTAJIbHYIO, TPOCTYIO CUIIMIIBHYIO 3PUPHYIO, CJI0KHOIPUPHYIO, KAPOOHATHYIO
WY CYJIb(EHATHYIO TPYTILY, SIBIISIONTYIOCS THIPOKCUI3AIMTHOM TPYIION, U Ry MoxkeT

MPEACTABIISTH COOO0M BOOPOT WITH TTPOCTYIO AIPUPHYIO, alleTATBHYIO, KETAJTbHYIO, ITPOCTYIO
CHUITMITBHYIO 3(PUPHYIO, CITOKHOA(UPHYIO, KAPOOHATHYIO WK CYJIb(EeHATHYIO TPYIIITY,
SIBJIIFOLYFOCSI TUAPOKCUII3AIMUTHOM TPYIIIION.

3. Cnioco0 1o 1. 1, rae D nipencraBisieT coboit aneTaabHY0, KeTaAIbHYIO, TUaleTalbHYIO,
JIMKETAJIbHYIO0, CIIOKHYIO OpTO3(DUPHYIO, CUITMIBHYIO, DOPOHATHYIO MIIM KapOOHATHYIO TPYIIITY,
SIBJISIFOILYFOCS] IMTUIPOKCUIIZAILMTHON I'PYIIION.

4. Cnioco6 mo 1. 1 uim 2, rae Ry BeIOpaH U3 rpymibl, cocTosied u3 Bogopoaa wuiu [(3,4-

JTIMMETOKCHOCH3UIT)OKCH |METHIIA, TBASIKOJIMETHIIA, 2-METOKCMITOKCUMETHIIA,
TeTparuIpoINMpaHuiia, TeTparuapodypanuia, 1-3TokcuaTHiIa, 1-MeThiI-1-MeTOKCUITHIIA,
ayumiia, IpeHusa, N-MeTOKCUOeH3MIa, TpudeHUIMeTHIIA, 2-(TPUMETUIICUIIUIT)3TOKCUMETHIIA,
TPUITUICUIIUIIA, TPUAZOTIPOTTUIICUIIUIIA, TPET-0y THIITUMETHUIICUIIUIIA,
JTUMETUITN30TIPOTIMIICHITIIIA, TU3 TUIIM30TIPOTIIICHITIIIA, TPET-Oy THIT AN EHUICUITHIIA,
TPUPCHUICUIIUIIA, alleTHIa, XJIopaneTHiIa, PeHOKCHAIIETUIIA UM AHTeJIOUJIA.

5. Cnoco6 no 1. 1, rae R, BeIOpaH U3 rpymnbl, COCTOSIIEN U3 Bogopoaa uimm [(3,4-

JIMMETOKCUOCH3MIT) OKCH |METHIIA, TBASIKOJIMETHIIA, 2-METOKCUITOKCUMETHJIA,
TeTparuapoInupanuia, Terparuapodypanuna, 1-aToKcUITUIA, 1-METHIT-1-METOKCUATHIIA,
aJUTUIIa, TIPEHUIIA, T-MEeTOKCUOEH3MIIA, TPU(PEHUIIMETUIIA, 2-(TPUMETUIICUIIUIT)ITOKCUMETHIIA,
TPUITUIICHUIIWIIA, TPUU3OTIPOIUIICHUIINIIA, TPET-0yTHIIMMETHUIICUITUTIA,
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JMMETHIIU30IIPOTUIICUIINIA, TUITUIM3OMPOITMIICUIIAIIA, TPET-0y T An(eHUICUInIIA,
TpudEeHUIICUITUIIA, alleTHUIa, XJIopaleThIa, GeHOKCHaleTHIa U aHTEIIONUIA.

6. Crioco0 mo 1. 1, rae D BeIOpaH W3 IPYIITBI, COCTOSIIEH U3 U30MPOTMIMICHA,
UKJIONIEHTUINICHA, IUKJIOTEKCUIIUIEHA, IT-METOKCUOCH3WINASHA, METOKCUMETUIICHA, 2-
OKCAlMKJIOTIEHTUIUACHA, 2,3-TMMEeTOKCUOYTaH-2,3-muuia, 1,2-IMMeTOKCUIIMKIOreKcaH-1,2-
JUnIIa, oKTaruapo[2,2’ | nunupan-2,2’-auunna, au-Tper-oytuicunuiena, 1,3-(1,1,3,3-
TETPan30INPOITUIAUCUIIOKCAHUIIUIEHA ), PeHMITOOpOHATa, 3-IIeHTUIUICHA, 2,4- TUMETHI-3-
TIEHTUIIUACHA, 2,6-TMMeTUI-4-TeNTUInIeHa, 3,3-TMMeTHIT-2-0yTunuaeHa, 1-heHut-1-aThauaeHa,
OCH3WINMICHA, 2,4-TMMETOKCHOSH3WITH ICHA,, 4-HUTPOOCH3WINICHA, 2,4,6-TpPUMETHIIOCH3UINICHA,
2,2-IUMEeTWII- | -IpOoNUiIKMeHa, STOKCUMETHUIIEHA UJIW U30TTPOTTIOKCUMETHUIIEHA.

7. Cnioco6 no 1. 1, rae R npeacrasisieT co00i ruIpOKCUI3AMMTHYIO Tpyny U Ry

MPEACTaBIISIET COOO0M BOJIOPOI.
8. Cnioco0 1o 1. 1, rae craaus (b) npeacrapiseT cobolt peakuuro coequdenus (I111) vaum
(IV), B kotopoii Ry, Ry 1 D umeror 3HaueHus1, yKka3aHHBIE BbIIIIE, C AHITEJIMKOBOM KUCIIOTOM B

MIPUCYTCTBUM pearcHTa coueTaHus Uiu hepMeHTa.
9. Cnocob no 1. 1, e craaus (b) mpeacrasisieT coOott peakuuio coeauuenus (I11) vum
(IV), rme Ry, Ry 1 D umeroT 3HaueHus1, yKa3aHHbBIE BBILIE, C AHTEJIMKOBOM KUCIIOTON B

IIPUCYTCTBUU pEAreHTa COUECTAHHUS.
10. Cnioco6 mo 1. 1, rae craaus (b) npenacrasisieT codon peakuuto coeaunenust (I111) vam
(IV), rne Ry, Ry 1 D umeroT 3HaueHus1, yKa3aHHbBIE BBIIIE, C AHIEJIMKOBOM KUCIIOTON B

nipucyTcTBUM N,N’- TuiKIIorekcunkapoouumuaa, rekcagpropdocdara N,N,N’,N’-terpame -
O-(7-a3abeH30TpHrasoii-1-un)yponus), ruapoxiaopuaa N-(3-1uMeTHIaMUHOIPOIn)-N'-
sTunkapooauumuaa, N-(3-auMeTHIaMUHOTIPOTTH )-N"-3TUIIKapOOIMUMHUIA UITH HOIuaa 2-
XJIOP- 1 -METUITIUPUAUHUSL.

11. Cnioco6 o 1. 1, rae craaus (b) npencrasisieT codon peakuuto coeaunenust (I111) vam
(IV), rne Ry, R, u D uMeroT 3HaueHus1, yKa3aHHbBIE BBILIE, C AKTUBUPOBAHHBIM ITPOU3BOIHBIM

AHTEJIMKOBOM KHUCIOTBI.
12. Cnoco06 1o 1. 1, rae craaus (b) mpeacrasiseT codolt peakiuro coenuaerus (111) naum
(IV), rne Ry, Ry 1 D umeroT 3HaueHus1, yKa3aHHbBIE BBIIIE, C METUIIAHTEIIATOM,

AHTEJIOWIXJIOPUIOM, AaHTUJIPUIOM AHTEIIMKOBOM KUCIIOTHI, [(Z)-2-MeTunnoyT-2-eHoun|-2,4,6-
TPUXJIOPOEH30aTOM WUJIU CMEIIAHHBIM aHTHAPUIOM aHT€JIMKOBOM KUCIOTHI U 4-
HUTPOOEH30MHOM KUCITOTBHI.

13. Cnioco06 1o 1. 1, rae craaus (b) mpeacrasiseT cobolt peakuuro coequaerus (I111) vaum
(IV), rne Ry, Ry u D uMeroT 3HaUeHMs], yKa3aHHBIE BBILIE, C TAJIOTEHAHTUIPUIOM AHTE€JIMKOBOMN

KUCJIOTBI, WJIA AHTUIPUIOM AHTEJIMKOBOW KUCIIOTBI, UJIA CMEIIIAHHBIM aHTUAPUIOM
AHT'EJIMKOBOM KHUCIOTHI.

14. Cnioco6 1o 11. 1, rae craaus (b) mpeacrasisgeT coboit peaknuro coequnerus (111) umm
(IV), rme Ry, Ry u D uMmeroT 3HayeHus, yKa3aHHbIE BBIIIIE, C AaHTEJIOWIXJIOPUAOM, AaHTUAPUAOM

AHT'eJIMKOBOM KUCIIOTHI, [(Z)-2-MeTUIIOyT-2-eHoW]-2,4,6-TpUXJI0pOEH30aTOM WIIU CMEITAHHBIM
AHTUJIPUJIOM aQHTEJIMKOBOM KUCIOTHI U 4-HUTPOOEH30MHOMN KHUCIOTHI.
15. Coequnenue ooteit hopmyist (V)
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rae Ry nmpeacrasisier co60il BOJOPOI UM TUAPOKCUII3AIIUTHYIO I'PYIITY, BBIOPAHHYIO U3

MPOCTOM 3(PUPHOIA, AlETATHHOM, KETATLHOM, TPOCTON CHITMITHHOM 3UPHOM, CIIOKHOI(DUPHOIA,
KapOOHATHOM U cylb(heHaTHOM rpymn, U R, npeacrasiseT coOoi BOLOPO UIH

TUIPOKCUII3ALLUTHYIO TPYIIITY, BBIOPAHHYIO U3 TPOCTOMN 3(PUPHOM, alleTaIbHOM, KETaIbHOM,
MPOCTOM CUITUIIBHOM 3(UPHOM, CIT0KHOI(UPHOM, KapOOHATHOM U CyIb(PEHATHON TPYIIIT;
IIPU YCIIOBUM, UTO R| ¥ Ry OTHOBpPEMEHHO HE MOT'YT OBITh ATOMAMM BOJIOPOAA;

Y TIPU YCIIOBUH, UTO R; ¥ Ry HE MOTYT IIpeicTaBsATh COOOM aleTI;
U [IpY YCIIOBUM, UTO R| U Ry He MOTYT IpecTaBiaTh coOo 2-[(2-aMMHOOEH30MII)aMUHO |

OEH30UIT;
Y IIPY YCIIOBUH, YTO Ry HE MOXKET MPEACTaBIATh COOOM JEeKAHOUT,;

Y TIPY YCIIOBUH, YTO Ry HE MOXKET MpeACTaBIATh COO0M 3-(heHMT-2-TTPOTIIEHOMI.
16. Coenuuenue no 1. 15, B koropoMm R 1 R, HE3aBUCHMO NpecTaBisitoT coO0i BOIOPOd

umu [(3,4-TMMETOKCUOEH3HIT) OKCH [METHUII, TBASIKOJIMETHII, 2-METOKCUITOKCUMETHII,
TETPATUIPONUPAHUI, TETPArUAPOPYpPAHUIL, 1-3TOKCUITHI, |-METHI-1-METOKCUITHUI, AJLTUIL,
MIPEHMUII, [I-METOKCUOEH3UIT, TPU(HEHUIMETHII, 2-(TPUMETUIICUITUIT)3TOKCUMETHUIT, TPUITHIICUITUII,
TPUU3OTIPOIWICUIINI, TPET-OYTUIIIUMETHUIICUITUIL, TUMETHUIIU30TPOTTUIICUIIUIL,
T3 TUIN30IPOTIUIICUITUIL, TPET-0y TUIAN(DEHMICUITNI, TPUGDEHUIICUITUIL, XJIOPALETUIT W
(beHOKCHaLeTHIL.

17. Coenuuenue o 1. 15, B koTopoM R mipenicTaBiisier co6oi rTIpOKCUI3AIUMTHYIO TPYIITY

u R, npezacrasisier coOoi BOJOPO.
18. Coenuuenue 1o 1. 15, BBIOpaHHOE U3 TPYIIIIbI, COCTOsIIEN U3 3-aHreaTa MHreHo1-20-

(TpeT-OyTHIIIUMETUIICUITUIIOBOT0) MIPOCTOTO 3upa.
19. Coegunenwne oo6mieit hopmysl (VI)

H

rae D nmpeacrasiseT coboit TMraApOKCHUIT3AIIIMTHYIO TPYIITY, BRIOPAHHYIO U3 alleTaJIbHOM,
KeTaJIbHOM, TUANETAIbHOM, TUKETAIHLHOM, CJI0KHOM OpTO3(PUPHOM, CUITUITEHON, OOPOHATHOM
¥ KapOOHATHOM I'PYII, MIPHU YCIOBUHU, UYTO D He mpeacTaBisieT coOOM U30TTPOIUIINIEH.

20. Coemunenue 1o 1. 19, B koropoM D mipeacTasiseT co00i HUKIOTIEH TUITHICH,
IIUKJIOTEKCUIIUCH, TI-METOKCUOCH3UIUICH, METOKCUMETHUJICH, 2-OKCAIUKIIOTICHTHUINICH, 2,3-
JIUMETOKCUOYTaH-2,3-1uuiI, 1,2-AIMMeTOKCUIMKIIOTeKcaH-1,2- 11, oktaruapo|2,2’|ounupan-
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2,2"-nuni, au-TpeT-oyTuicunuiieH, 1,3-(1,1,3,3-TeTpan3onponuigucuIOKCaHUIM/ICH),
dbeHntOopoHaT, 3-IeHTWITU/IEH, 2,4-TUMETHIT-3-TICHTWITU/ICH, 2,6- TUMETHIT-4-TeTITUITU/IEH, 3,3-
JUMETUIT-2-0yTUIuaeH, 1-heHum-1-3TunuacH, OeH3uIuAeH, 2,4-TMMeTOKCUOSH3WITUICH, 4-
HUTPOOCH3WIUICH, 2,4,6-TpUMETHUIIOCH3UIUIEH, 2,2- TUMETHUII- | -TTPOTTUITUACH, STOKCUMETHIICH
WJIY U30TIPOTTIOKCUMETHUJIEH.

21. Coequnenue 110 1. 19, BEIOpaHHOE U3 TPYIIIIBI, COCTOSIIEH U3 3-aHrejaTa UHT€HOJI-
5,20-(u(TpeT-0yTHIT)CUITUIICHOBOTO) ITPOCTOTO 3hupa.

22. Coenunenue odeti hopmynsl (111)

HOHO |3
RO~ 55 OR,
(11I)

rae R; u R, He3aBUCUMO TIPEACTABIISIIOT COOOM BOAOPO/ UIH MPOCTYIO 3(DUpHYIO,

aneTaIbHYIO, KETATIBHYIO, CUIIWIIUIIOBYIO TTPOCTYIO 3(UPHYIO WK CYJIb(EHATHYIO
TUIPOKCUII3ALLMTHYIO TPYIIIY,
IIpY YCIOBUH, YTO R 1 Ry OTHOBpEMEHHO HE MOT'YT OBITH ATOMaMU BOJIOPO/IA;

W TIPY YCIIOBUH, YTO R, He mpeacTasisieT co0oi TpruheHUIMETHIT;
Y TIPY YCIIOBUH, YTO R He mpeacTaBisieT co00i TpeT-0y TUIIIMMETUIICUITHUIL.

23. Coenunenue oobeit hopmyisr [V

H

HO HO
0
(1v) Db-0

rae D npeacTaBisieT coO0M TUTHIPOKCU3AIUTHYIO TPYIITY, BRBIOPAHHYIO U3 alleTAIbHOM,
KEeTaIbHOM, qUaleTaJTbHOM, TMKETAIIbHOM, CIIOKHON OPTO3(PUPHOM, CHITMITLHON M OOPOHATHOM
TPYIIIT;

IIpY YCIOBUM, YTO D He npeacTaBisieT coOOM U30MPONUIIUACH.

24. Coenunenue 110 1. 23, B koTopoM D mipesicTaBiseT co00i HUKIOTIEH TUITHIEH,
UKJIOTEKCUIIUICH, ITI-METOKCUOEH3WINIEH, METOKCUMETHUIICH, 2-OKCAIMKJIONICHTUIMIEH, 2,3-
JTUMETOKCUOYTaH-2,3-1uuiI, 1,2-AMMEeTOKCHIMKIIOTeKcaH-1,2-1uuni, oktaruapo|2,2’|ounmrpan-
2,2"-nuni, au-TpeT-oyTricunuiieH, 1,3-(1,1,3,3-TeTpan3onponuigicuIOKCaHUIH/ICH),
dbeHntbopoHaT, 3-IeHTWITU/ICH, 2,4-TUMETHII-3-TICHTWITUACH, 2,6- TUMETHIT-4-TeIITUIIN ICH, 3,3-
JUMETHIT-2-0yTUIuaeH, 1-heHum-1-3TunuacH, OeH3uIuAeH, 2,4-TMMeTOKCUOSH3WITHICH, 4-
HUTPOOCH3WIUICH, 2,4,6-TpUMETHUIIOCH3UIUIEH, 2,2- TUMETHII- | -TTPOTTUITUICH, STOKCUMETHIICH
WJIA U30TIPOITOKCUMETHUJIEH.

25. CoeauHenue 110 11. 23, BBIOpaHHOE U3 TPYIIIbI, COCTOSIIEH U3
MHI€HOI-5,20-(3-MEHTUIINIEH )KeTas,
UHreHoi-5,20-(2,4-nuMeTun-3-MeHTUINASH )KeTalls,

WHIeHOJI-5,20-(2,6- IuMeTUI-4-reITUIINACH )KeTasl,
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WHT'€HOJI-5,20-1MKIIONEeHTUINASHKE T,
WHI'eHOJI-5,20-1IMKJIOreKCUINICHKET AL,
UHreHoJ1-5,20-(3,3-1uMeTHIT-2-0y TUITUIeH )Ke Tals,
uHTeHOI-5,20-(1-heHu- 1 -3TunuaeH)kerans,
WHIe€HOJI-5,20-0eH3uInaeHaneTans,
MHTeHOII-5,20-(4-MeTOKCHOEH3WINIEH )alieTalls,
MHTeHOII-5,20-(2,4-IMMEeTOKCUOCH3WIIUACH )alieTaIs,
MHTeHOJI-5,20-(4-HUTPOOEH3UIIUIEH JalleTas,
UHTeHOJI-5,20-(2,4,6-TpUMeTWIIOCH3UIUICH )alie TaIs,
MHI€HOJI-5,20-(2,2-IMMETUII- | -IPOTMIIKICH )alieTalIs,
WHreHoJI-5,20-MeTHiIopToopmuara,
WHTeHOoJI-5,20-3Tunoprodopmuara,
MHreHOoJI-5,20-(Tipon-2-un)oprodopmuara,
UHTEHOJ-5,20-(u(TpeT-0y THIT)CUITMIIEHOBOT 0 )IIPOCTOTO 3upa.
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