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e R* o3mauaer -C(0)OC,-Cgankmi, -C(O)OC;-Cemmrnoankmi, -C(O)C,-Ceankmi, -C(O)C,-Cgankum,
3aMEICHHBIA 110 MEHBINEH Mepe OJHMUM 3aMECTHTENIeM, BbIODAHHBIM W3 TPYIIbl 3aMECTUTEICH,
BKITIoUaronield ranoreH, ammHorpymmy, (enmr, -C(O)CH,C;-Cgmuxumoankmn, Ceapuil, HeoOs3aTeTbHO
3aMEICHHBIN 3aMeCTUTEIIeM, BBIOPAHHBIM U3 TpyMbl 3amectutenei, Biirodatorieil Ci-Ceankmn u CFs,
C;-Cyrerepoapmit, comepxaiiuii ot 1 10 4 rerepoatoMoB, BBHIOPAHHBIX W3 TPYIIBI TETEPOATOMOB,
Biirodaronied N u S, HeoOs3arensHo 3amenieHHbIH C,-CeankmioM, -SO,-C,-Ceankuii, HeoOs3aTEIBLHO
3aMeMIeHHBI 1Mo MeHbmed Mepe omauM TramoreHoM, -C(CH;)C=NHC,;-Cqanxwmi, HeoOs3aTelbHO
3aMEIIeHHbll 110 MEHbIIeH Mepe OIHHM TaloreHoM; Y' He3aBHCHMO TpeicTaBiser coboit O; Z
npencrapiser coboit O; z7® mpencrapiser coboit H, (Cig)anxun, (C,g)ankenmn wim (C,.g)alKUHII;
Q' npencrasuser coboii (C.q)amkun, (Cyg)ankenun; Z* npencrabnser coboit H; mm Q' m Z* BMecre
00pa3yroT rpymiry, Heobs3aTensHO 3aMemmeHHYI0 C;-CeaKuioMm.
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O0J1acTh TEXHHKH, K KOTOPOi OTHOCHTCS M300peTeHHe

N3o0peTenrie OTHOCUTCSI B OCHOBHOM K (hOC()MHATHBIM COEMHEHUSIM C aKTUBHOCTHIO UHI'MOMPOBAHHMS BU-

pyca remarura C (BI'C).
CBeeHHUsl 0 MpeALIECTBYIOIIEM YPOBHE TeXHUKH

Il'ematur C cunTaloT XpOHUYECKOI BUPYCHOM 0OJIE3HBIO TIEUCHH, KOTOPast XapaKTepu3yeTcs 3a001eBaHuEeM
nedeHu. XOTs JIeKapCTBEHHBIE MIPpenapaThl, HAlIPaBJICHHbIE Ha MI€YeHb, IIMPOKO MPUMEHSIIOT M JeMOHCTPHPYIOT
3¢ PeKTUBHOCTh, TOKCHYHOCTh U JApYyrHe MoOodHbIe dPPEKTh OrpaHWMYUBAIOT WX MpHUMeHeHWe. MHTruOuTOpHI
BI'C (Bupyca renatura C) HCIIONB3YIOT IJIsl OTPAaHUYEHUS TIOSBIICHUS W pa3BuTus nHpekunn BI'C, a Taxke B
IHarHocTuyeckux ananusax Ha BI'C.

Bce emme cymecTByeT He0OX0JUMOCTh B HOBBIX (hakTopax seueHus BI'C.

CymHocTh n300pereHns
B oxHOM BapunaHTe ocyliecTBICHHS H300pETEHHE IPelyCMaTpUBaeT coetnHeHne GopMyisl |
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WM ero (papMareBTUIECKH MPUEMIIEMYIO COJTb, TIE

R? o3nauaer -C(0)OC;-Cgankmi, -C(O)OC;-Cyrurnoankun, -C(O)C;-Cgankun, -C(O)C;-Cgankmi, 3ame-
NICHHBIN M0 MCHBIICH Mepe OJHUM 3aMECTHTEIIEM, BEIOPAHHBIM M3 TPYIIIBI 3aMECTUTEIICH, BKITFOYAIOIICH ralio-
rex, amuHOrpynny, penmn, -C(O)CH,Cs-Cgumkmoankmi, Cgapuil, He00A3aTEIIEHO 3aMEIICHHBIN 3aMECTUTEIICM,
BBIOpaHHBIM W3 TpyHibl 3amectuteneil, Brmovaromeii Ci-Cqankmn u CF;, C;-Cy-reTepoapmi, coaepxamuii ot 1
JI0 4 TeTepoaTOMOB, BRIOPAHHBIX M3 TPYIIIBI TETEPOATOMOB, BKITtoUaromeid N 1 S, Heo0s13aTeIbHO 3aMCIICHHBIH
Ci-Cgankmmom, -SO,-Ci-Cgankun, HEOOsI3aTeIbHO 3aMENICHHBIA IO MCHBIICH Mepe OIHHM TalOTCHOM,
-C(CH3)C=NHC,-Cgankwmi, He00s3aTeIHHO 3aMEIIEHHBINA TT0 MEHBIIEH Mepe OTHIUM TaJIOTeHOM;

R’ npencrasimsier co60it H mmu (C.q)anku;

Y' npexacrasiseT coboit O;

Z nipeactasiser coboit O;

7' oxBaTbIBaeTCS cleytoniet CTpyKTypoil:

Rp N=X
Ra N\ P
o
Ost

R mpezcrasnser coboit H win (C))ankokeu;

R’ npexacrasisiet coboit H, F, Cl, Br, I unu (Cy_g)ankw;

Vie npenacTapiseT coboii H;

7> npencrasisiet cobort H, (C;_gankun, (C,g)ankeru, (C,.g)anKuHUIT,

Q' npezacrasisetr coboit (Cyg)amkui, (C,.g)amKkeHu, 100 Q' u Z* Bmecre 00pa3yroT HeoOsI3aTeIbHO 3a-
memeHHyto C,-Ceankuiom rpymmy -(CH,),-(CH=CH),,, rme n=5-8, m=0-1, npudeM mo MeHbIIEH Mepe OHa U3
-CH,- rpynm MoeT OBITh 3aMelieHa 10 MEHBIIIeH Mepe OJHOH TpymIoH, BeIOpanHo# u3 rpym O, NH u -SO,-;

A’ npeacrasiseT coboit H;

R¢ mpeactasisier coboit H, C;-Cganxun, C,-Ceankennn, C,-Cqankunmi, Ceapun, Cs-Cgrerepoapuit, BKITIO-
garontuii ot 1 10 3 rerepoaToMoB, BBIOPAHHBIX M3 TPYIIIBI TeTepoaromoB, Bkimodatomieir N, O u S, wim Cs;-
CLIMKIIOAJIKIT,

Ry HEoOs13aTeNnpHO 3aMeleH 0 MeHbIEH Mepe ofHUM Rg;

Kaxaoe R, HezaBucumo mpejcraBiseT coboit ramo, ruapokcH, muaHo, Ceapunrio, Cs;-CelMKIOaNnKu,
Ceapun, Cs-Cgrerepoapuil, BKIOHaOmMi oT 1 10 3 rerepoaToMoB, BBIOPaHHBIX W3 TPYIIBI I'€TEPOATOMOB,
Bkiovaronieit N, O u S, C-Cgankoken, NRyR;, -C(=O)NRyR;, rae xaxxaplii apui u rerepoapui HeoOs13aTeIbHO
3aMemIeHbl 0 MeHbIIe Mepe oaHuM Ci-CgalKuiioM, Tano, THAPOKCH, I[HaHO, HUTPO, aMuHO, C;-Csamkokcw,
ranoC,-CeanxminoMm min ranoC,;-CyalKoKkcH, 1

kaxaeid Ry, u R; He3aBucumo npeacrapisier coboit H, C-Cgankmn mm C,-Cgramoankui.

Hacrosiee n3o0peTeHne mpenycMaTpuBaeT Takke GapMareBTHUECKYI0 KOMIIO3HUIINIO, BKITFOYAOINIYIO CO-
eJIMHEHHE, COOTBETCTBYIOIIEe N300PETEHHIO, U 110 MEHBIIEH Mepe orH (papMarieBTUIECKH MPUEMIIEMbIH HOCH-
TeJb.

Hacrosiee m3o0peTeHne npeaycMaTpuBaeT Takxke (papMaIieBTHIeCKyI0 KOMITO3HUITHIO, MMPeaHa3HAYeHHYIO
JUI IpUMEHEHUs NIPpU JICUeHUH HapyIIeHHH, acconuupoBaHHbix ¢ BI'C.
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Hacrosimee m3oOperenue mpegycMaTpuBacT Takke (apMaleBTHYECKYI0 KOMITO3HIUIO, JOMOJHUTEIHHO
BKJTIOYAOLIYIO aHAJIOT HYKJICO3U/Ia.

Hacrosmee n3o0pereHue mpegycMaTpuBaeT Takke (hapMameBTHUECKYI0 KOMIIO3HITHIO, JOMOJHHUTEIBHO
BKITIOYAIOITYI0 HHTEP(PEPOH WIIH METTITUPOBAHHBIA HHTEP(EPOH.

Hacrosmee nzobperenue npegycMaTpuBaeT Takxke GpapMareBTHIECKyI0 KOMIIO3HIINIO, B KOTOPOH yKa3zaH-
HBI aHAJNOT HyKJECO3WAa BRIOpaH M3 puOaBUpHHA, BUpAMHUIWHA, JIEBOpHHA, L-HyKIeo3uaa W W3aTopuOWHA, U
yKa3aHHBIN HHTEp(EPOH HpenCTaBiIsIeT cO00H a-MHTep(hEPOH MM NETHIMPOBAHHBIA HHTEP(HEPOH.

Hacrosmee nzobperenne npeaycMaTpuBaeT TakXKe CIIOCO0 JIeUeHNsT HapyIIeHUH, aCCOIMUPOBAaHHBIX C Te-
narutroM C, IpudeM yKa3aHHBIH CIIOCO0 BKJIIOYACT BBEIEHHE MAIMECHTY (papMareBTHIEeCKON KOMIO3HUIINH, KOTO-
past BKIIOYAeT B ce0sl TepaneBTUIECKH dPPEKTUBHOE KOJMYECTBO COSAMHEHHUS, COOTBETCTBYIOIIETO M300peTe-
HHIO.

Hacrosimee n3o0perenne nperycMaTpruBaeT Takke criocod nHrnouposanus BI'C, Brintovaromuii BBejcHUE
MJICKOITUTAIOIIEMY, TIOPAKEHHOMY COCTOSIHUEM, aCCOIIMHMPOBAHHBIM ¢ akTUBHOCThIO BI'C, kKonmmuecTBa coenu-
HEHUsI, COOTBETCTBYIOIIET0 N300peTeHuI0, 3 PEKTUBHOTO AJIst TOTO, YToOB! MHrHOMpoBaTh BI'C.

Hacrosimee n300peTeHne npeaycMaTpuBacT TakKe COEIMHEHHE, COOTBETCTBYIONIEE H300peTEeHHIO, TIpel-
Ha3HAuCHHOE JUIS JIeueHUs (IPEeAOYTUTENBHO U TIpUMeHeHus npu uHrndupoBanmu BI'C wmm nedenus co-
CTOSIHUSI, aCCOIMUPOBAHHOTO C akTHBHOCTBI0O BI'C), a Taxke NmpHUMEHEHHE COEIMHEHUS, COOTBETCTBYIOIIETO
n300peTEeHNIO, U M3TOTOBJICHHUS JIEKAPCTBEHHOTO CPEACTBA, MCIOJB3yeMoro it maruoupoBanms BI'C wmn
JICYEHHSI COCTOSIHUS, aCCOIMUPOBAHHOTO ¢ akTUBHOCTHIO BI'C y Mitekonuraomero.

Hacrosmmee m300peTeHne npeaycMaTpruBaeT TakKe CIIOCOOBI CHHTE3a W HOBBIE MPOMEKYTOUHBIE TPOTYK-
TBI, PACKPBITBIC B JAHHOM KOHTEKCTE, KOTOPBIE MCIIONB3YIOT ISl TIOIYYeHUs COSANHEHHH 110 m300peTenuto. He-
KOTOpBIE U3 COEIMHEHUH 110 M300PETEHNIO UCIIONB3YIOT JJISI ITOTYYEHHS APYTUX COSAMHEHUH 10 H300pPETEHHIO.

B npyrom acrniexre m3o00peTeHHe npeaycMaTpuBaeT crocod nHrubuposanus aktuBHocTH BI'C B 0Opasie,
BKJTIOYArOLIHH 00paboTKy 00pasiia n300peTeHHBIM COEANHEHUEM.

B onHOM BapmaHTe OCyIIECTBIEHUSI M300pEeTeHNE TpelyCMaTpUBaeT COeMHEHNE, 00Iaaaonee yiayqnieH-
HBIMHM MHTHOMPYIOIIMMH WM (hapMaKOKHHETHYECKIMH CBOHCTBAMHM, BKJIIOYAs MOBBIMICHHYIO aKTUBHOCTh B OT-
HOIIGHUH DPa3BUTHS YCTOWYMBOCTH BHpYCa, YIYUYIICHHYI0 OMOIOCTYIHOCTH INPH IEpOpajbHOM MPUMEHEHHH,
0oJiee BHICOKYIO aKTUBHOCTD FUTH TTPOJIOHTUPOBAHHBIN ()P EKTUBHBIN TIepro 1 monypacmnana in vivo. Hekotopsie
COCIMHEHUS TI0 U300PETEHUIO MOTYT HMETh MEHBIIEe MOOOYHBIX d(PPEKTOB, MEHEE CIIOKHBIE CXEMBI T03UPOBa-
HUS WM SBJISATHCS aKTUBHBIMH IIPH NIEPOPATEHOM BBEICHUH.

Hwmxe OyayT monpoOHO OMUCaHBI BApUAHTHI OCYIIECTBICHUS M300pETEHUs, [KOHKPETHBIE] MMPUMEPHI [BO-
TUTOIIEHHH| KOTOPOTO MPOMUTIOCTPHPOBAHBI B COMTPOBOKAAIONINX CTPYKTYpax U (popmynax. XoTs u3o00peTeHne
OyzeT omrcaHo BO B3aMMOCBSI3M C MHOTOYHCIICHHBIMHA BapHAaHTAMH OCYIIECTBIICHHS, CIeIyeT UIMETh B BUAY, UTO
OHU HE TIpelHa3Ha4YeHBbI JUISl OTpaHUYCHUS] U300pETEeHHs TaHHBIMU BapUaHTaMM OcyllecTBiIeHHs. HanpoTus, mo
3aMBICITy H300peTeHUE OXBAaTHIBACT BCE aJbTCPHATUBHBIE BAPUAHTHI, MOAN(DHUKALNK U SKBUBAJICHTHBIC PEILICHHS,
KOTOpBIC MOT'YT OBITh BKIIIOUYEHBI B 00BEM HACTOSILETO0 M300pETEHHs, KaK ONpPEAEIeHO B BapHaHTaX OCYILECTB-
JICHUSL.

CoennHeHHs1, COOTBETCTBYIONINE H300PETEHUIO

CoennHeHHsI, COOTBETCTBYIOIIHE M300pPETEHUIO, NCKIIOYAIOT COSAWHEHHs, M3BEeCTHHIE paHee. OmHAKO B
n300peTeHne BXOANUT MPUMEHEHHE COSANHEHHH, O KOTOPBIX paHee He OBUIO W3BECTHO, YTO OHM O0JIAAA0T IIPO-
TUBOBHPYCHBIMH CBOWCTBAMH IJISi POTUBOBHPYCHBIX IIeJiel (HampuMep, Ul MOJIYYeHHS HMPOTHBOBHPYCHOTO
a¢ddexra y xuBotHOTO). KacarenpHo Coeannennbix 1IITaToB AMEpHKH COSAWMHEHHUS WM KOMIIO3HIINU, TIPHUBE-
JICHHBIC B JTAHHOM KOHTEKCTE, UCKITIOYAIOT COeTUHEHHS, KOTOphIe npeaycMmaTpuBarores o 35 USC (Ceox 3axo-
HoB CIIIA) 6102 nm xotopsie oueBuaHbI B cMbicie 35 USC 6103.

Korpa coemmuenue, onncaHHOe B JAHHOM KOHTEKCTE, SBILSICTCS 3aMEIICHHBIM OOJbINE YeM OXHOW H3 TeX
e YKa3aHHBIX rpymi, Hanpumep, "R wm "A>", T0 crexyer uMeTh B BUY, UTO IPYIIIbI MOTYT GBITH OMHAKO-
BBIMH WJIN Pa3InYHBIMH, T.€. K&XKIYIO TPYIITy BEIOMPAIOT HE3aBUCHMO.

"Ankmn" npencrasisier co6oit C;-C gyrneBosopo, BKIIOYAIOIUNA HOPMalbHbIE, BTOPHYHbIEC, TPETUYHBIC
WM OUKJINYecKre aToMbl yriaeponaa. [Ipumepamu ssisttorest metnn (Me, -CHj3), atun (Et, -CH,CH3;), 1-mponmn
(u-Pr, w-mpormw, -CH,CH,CHj), 2-npommn (u30-Pr, usompomun, -CH(CHj),), 1-Oyrun (#-Bu, H-OyTwi,
-CH,CH,CH,CH3;), 2-metmn-1-nponun (u30-Bu, uzobyrun, -CH,CH(CH3;),), 2-0ytun (Brop-Bu, BTOp-OyTHII,
-CH(CH;)CH,CHj3), 2-metmn-2-npormunn  (tpeT-Bu,  tper-Oytun, -C(CH;);), l-meHTwn  (H-TICHTHII,
-CH,CH,CH,CH,CH3), 2-memtun (-CH(CH;3)CH,CH,CHj), 3-memtun (-CH(CH,CHs),), 2-mMeTun-2-0yTui
(-C(CHj3),CH,CH3), 3-metun-2-6ytun (-CH(CH3)CH(CH3),), 3-metmin-1-6ytun (-CH,CH,CH(CHs;),), 2-meTui-
1-6yTun (-CH,CH(CH;)CH,CH5), 1-rexcun (-CH,CH,CH,CH,CH,CHj3), 2-TeKCHUIT (-CH(CH3)
CH2CH2CH2CH3), 3-reKcui (-CH(CH2CH3)(CH2CH2CH3)), 2-METHII-2-TIEHTHIT (-C(CH3)2CH2CH2CH3),
3-metun-2-neatun (-CH(CH;)CH(CH;)CH,CHj3), 4-metun-2-nentun (-CH(CH3)CH,CH(CH3),), 3-meTwn-3-
nertun (-C(CH;)(CH,CHs),), 2-metmn-3-nentun (-CH(CH,CH3)CH(CHs),), 2,3-mumermn-2-0ytun (-C(CHj),
CH(CHj;),), 3,3-numeTnn-2-0ytun (-CH(CH;)C(CHs)s.

"Ankennn" npezacrasisier coboit C,-CigyrneBosopos], BKIIOYAONIMH HOPMaJbHBIE, BTOPUYHBIC, TPETHY-
HBIE WM HUKIMYECKHE aTOMBI YIJIeposa 10 MEHbIIeH Mepe C OJHHM IIEHTPOM HEHACBIIIEHHOCTH, T.€. YTepo.l-
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YITIEPOIHYIO SP ~IBOHHYIO CBsI3b. [IpEMEpBI BKITIOUAIOT, HO 6€3 OrPAHHYCHHS TePEIHCICHHBIM, STHICH HTH BH-
uun (-CH=CH,), ammn (-CH,CH=CH,), nuknonenrenun (-CsH;) u 5-rexcennn (-CH,CH,CH,CH,CH=CH,).

"Ankuann" npencraiseT coooi C,-CigyTIeBoA0poI, COMEPKaIINi HOPMAIIbHbIC, BTOPHYHBIEC, TPETHUHBIC
WA OUKIAYECKHE aTOMBI YIJIEpoAa MO0 MEHBIIEH Mepe ¢ OJHUM IICHTPOM HEHACBIIICHHOCTH, T.€. YIJIEPOA-
YTIEpOTHON SP-TPOHHOW CBs3bI0. [IpuUMephl BKIIOUYalOT, HO 0O€3 OTrpaHWUYEHUsS IEePEUYHCICHHBIM, aleTHIICH
(-C=CH) u npomnaprun (-CH,C=CH).

TepmuH "ankwieH" OTHOCUTCS K HACBHIIIICHHOMY, HMEIOIIEMY Pa3BETBICHHYIO WM HEPa3BETBICHHYIO IETTh
W IHAKINYECKOMY YTIEBOJAOPOAHOMY panukany u3 1-18 aToMOB yriepoma M MMEIOIEMy J1Ba OJHOBAJICHTHBIX
[EHTpa paauKana, MOJIy4YeHHBIX ITyTeM YAaJeHHS JABYX aTOMOB BOJOPOJA OT OAHOTO W TOTO K€ FIJIM IBYX pas-
HBIX aTOMOB yTJIEPO/a UCXOIHOTO ajKaHa. THIWYHbIC aJKUICHOBBIC paJuKajbl BKIIOUAIOT, HO 0€3 OTpaHnYeHUs
nepeuncieHubiM, wMetwineHn (-CH,-) 1,2-atun (-CH,CH,-), 1,3-mpomun (-CH,CH,CH,-), 1,4-OyTmn
(-CH2CH2CH2CH2-) u T.II

TepmuH "ankeHUICH" OTHOCHTCS K HCHACBIIICHHOMY, UMCIOIIEMY Pa3BETBICHHYIO HITH HEPA3BETBICHHYIO
[EeNb WIN MUKIHYCCKOMY YTIICBOJIOPOTHOMY paaukany u3 2-18 aToMoB yriiepofa ¥ UMCKIOMIEMY JBa OHOBA-
JICHTHBIX IICHTPa paguKaia, MOJIYYCHHBIX ITyTeM YAAJICHHUS JABYX aTOMOB BOJIOPOJZAa OT OJHOTO U TOTO K€ WIIH
JIBYX Pa3HBIX aTOMOB YTJIepo/ia MCXOJHOTO alKeHAa. THWITMYHBIC aJKCHWJICHOBBIE PAaTUKaNbl BKIIOYAIOT, HO 0e3
orpaHHYEHUs TiepeduciiennsiM, 1,2-atmnen (-CH=CH-).

TepmuH "anKuHUICH" OTHOCUTCS K HEHACHIIIICHHOMY, HMEIOIIEMY Pa3BEeTBICHHYIO WM HEPa3BETBICHHYIO
[EeNb WIN MUKIMIECKOMY YTIIEBOIOPOTHOMY paaukainy u3 2-18 aToMoB yriepoma M MMEIONMEMY JBa OIHOBA-
JICHTHBIX IIEHTPa pagukaia, MOTy4YeHHBIX ITyTeM YAAJICHHS ABYX aTOMOB BOJOpOJa OT OJHOTO M TOTO YK€ WIH
JIBYX Pa3HBIX aTOMOB yTJIEPOJa MCXOMHOTO ANKHHA. THIUYHBIC ANKHHWICHOBBIE PAJWKabl BKIIOYAIOT, HO 0e3
orpaHuueHus nepeunciaeHubM, anetwieH (-C=C-), mponaprun (-CH,C=C-) u 4-nearunun (-CH,CH,CH,C=
CH-).

"Apun'"o3HauaeT OAHOBAJCHTHBIM apOMaTHYECKUH YrIeBOAOPOAHBIA panukan U3 6-20 aToMOB yriepoaa,
MOJYYCHHBIA MYTEM YIAJICHUS OJHOTO aTOMa BOJOPOJa OT OJJHOTO aTOMa YTIIepoja MCXOJHON apoMaTHYCCKON
MUKITMYECKON CHCTeMbI. THITUYHBIC apUIbHBIC TPYIIIEI BKIFOYAIOT, HO 0€3 OTpaHUYCHUS TICPEUYHUCICHHBIM, Pai-
KaJIbl, MOJyYCHHBIC U3 OCH30J1a, 3aMEIIICHHOTO OcH301a, HadTannHa, aHTpareHa, On)eHuIa u T.1I.

Tepmun "apunankun" OTHOCUTCS K HEIMKINYECKOMY aJIKWIBHOMY PaauKaty, B KOTOPOM OJHMH M3 aTOMOB
BOJIOPOJA, CBSI3aHHBIM C aTOMOM YIJIEpOoAa, KaK IMPaBHJIO, KOHIIEBHIM WM Sp° aTOMOM YTJIEpPOJa, 3aMEIIeH
apWIbHBIM paguKaioM. THIIMYHBIC apUIANKIIIBHBIC TPYIITEl BKIIOYAIOT, HO 0€3 OrpaHUYeHUs [IEPEUHCICHHBIM,
oenswmi, 2-pernnmaTan-1-un, HahTHIMETII, 2-HadTHIATAH- | -11, HadToOSH3WI, 2-HadTOPEHUIITAH-1-1IT U T.II.
ApwnankuiabHas rpymmna BKIodaeT 6-20 aToMOB yriiepoja, HapuMep, alKWIbHYIO 9acTh, BKIIOYAIONIYIO aJiKa-
HIJIBHYIO, aNKCHWIBHYIO WM aJKUHWIBHYIO TPYIIBl apWiIaJKWIBHOW Tpymmel u3 1-6 atromMoB yriiepoja u
apWIBLHYIO YacTh U3 5-14 aTOMOB yrieposa.

TepmuHbl "3aMelIeHHbIN ankun", "3aMeleHHbId apuin” U "3aMelleHHbId apuiaikuil' 03HAYAIOT aJIKHI,
apwi U apWIAJIKUI COOTBETCTBCHHO, B KOTOPHIX KaXKIBIH M3 OJHOTO WK 0OJIee aTOMOB BOJIOPOJa HE3aBUCHUMO
JIPYT OT Ipyra 3aMemIcHB HEBOJOPOIHBIM 3aMECTUTENICM. THUITMYHBIC 3aMECTUTENN BKJIFOYAIOT, HO 0e3 orpaHu-
yeHHUs mepeducieHHsM, -X, -R, -O7, -OR, -SR, -S°, -NR,, -NR;, =NR, -CXj, -CN, -OCN, -SCN, -N=C=0,
-NCS, -NO, -NO,, =N,, -N;, NC(=O)R, -C(=O)R, -C(=O)NRR, -S(=0),0, -S(=0),0H, -S(=O),R,
-OS(=0),0R, -S(=0),NR, -SC(=O)R, -OP(=0)O,RR, -P(=0)O,RR, -P(=0)(0),, -P(=0)(OH),, -C(=O)R,
-C(=0)X, -C(S)R, -C(O)OR, -C(0)O', -C(S)OR, -C(O)SR, -C(S)SR, -C(O)NRR, -C(S)NRR, -C(NR)NRR, rme
Kakaoe X HEe3aBUCHUMO JpYT OT Aapyra mpencraBiseT coboit ranored: F, Cl, Br wimm I u kaxxgoe R HezaBucuMo
JIpYT OT JIpyTa IpeAcTaBisIeT coboil rajmoren -H, amkni, apui, reTeponuK, 3alUTHYIO TPYIITY WIH CTPYKTYpY
TIPOJIEKapCTBEHHON (POPMEI. AJNKHIICHOBAS, aIKCHWICHOBASI U aJIKUHIJICHOBAS TPYIIIBI MOTYT OBITH TakKe aHa-
JIOTHYHBIM 00pa30M 3aMEIICHHBIMH.

"l'eTepormki", Kak UCHONB3YIOT B JAHHOM KOHTEKCTE, BKIIFOYAET B KAUECTBE MPUMEPa, a HE OTPaHUICHUS
TE TETEepOLMKIIBI, KOTOphle omnucaHbl B MoHorpadusx Paquette, Leo A.; Principles of Modern Heterocyclic
Chemistry (IIpuHnmns! coBpemeHHo# xumun rerepounkinoB) CW.A. Benjamin, New York, 1968), ocobenno
rasel 1, 3,4, 6, 71 9; The Chemistry of Heterocyclic Compounds. A Series of Monographs (Xumus rerepo-
muKmdecknx coequaenuit. Cepus Mmororpaduii) (John Wiley & Sons, New York, 1950 no Hactosimiero Bpeme-
HH), B YaCTHOCTH, T.T. 13, 14, 16, 19 u 28, u J. Am. Chem. Soc. (1960) 82:5566. B ogHOM crieriiaapHOM BapUaH-
T€ OCYIIECTBIICHUS H300PETeHUST TEPMHUH "'TETEPOIUKI" BKITIOYAET "yrIepOIHbIN UK, KaK OTpEeeNIeHO B JaH-
HOM KOHTEKCTe, B KOTOPOM OJWH Wiu Oonee (Hampumep 1, 2, 3 win 4) aTOMOB yriiepoJia 3aMeIleHbl TeTepoaTo-
MoM (Hampumep, O, N win S).

[IpuMeps! TeTEpOIMKIIOB BKIIOYAIOT B Ka4eCTBE MIPUMEpa, a He OTPaHIYCHUS MAPHUIWI, IUTHIPOTHUPHINI,
TEeTPAruAPONUPUIIIT (TUTIEPUANI), THA3OIMI, TETPArUAPOTHODEHNI, TETPAruIAPOTHOPEHMI ¢ OKUCIEHHOU Ce-
pOH, MUPUMHUANHII, (pypaHUII, THSHHUI, THPPOIII, ITHPA30IIII, UMHIA30JIAI, TETPa3oImwiI, OeH30QypaHUI, THO-
HA(TAJNCHWI, WHIONWI, WHAOJCHWI, XWHOJIWHWI, W30XUHIWIUHWI, OCH3MMHUIA30IMI, NHICPUIUHII, 4-
MUICPUIOHII, TTHPPOIUAUHIII, 2-TIAPPOIUIOHII, TTHPPOIUHIUI, TETParuaApoQypaHull, TeTParuapOXUHOIHHII,
TETPArUAPOU30XHUHOIUHIII, JCKATUAPOXUHOIUHIII, OKTarUAPOU30XUHOIMHII, a300UHII, TpuasuHmi, 6H-1,2,5-
tpuaguasuamwt, 2H,6H-1,5,2-muTHa3uHWI, TUSHIUT, THAHTPEHII, THPAHILI, H300eH30(DypaHHII, XPOMEHII, KCaH-
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TeHw1, peHokcatuHm, 2H-MUppONI, U30THA30IMI, U30KCA30MII, MUPA3HHWI, THPUIA3UHUI, WHIOTH3HHII,
w3onHnommw, 3H-uanonmwi, 1H-unnazomwn, nypunawi, 4H-xuHomu3uHmI, QTanasuHI, HAQPTUPUIAHII, XHHOK-
CAJIMHUJI, XWHA30JUHWI, [IMHHOJMHWI, nTepuauHmi, 4H-kap6azomwn, kapOaszonwi, B-kapOonmuHum, GeHaHTpH-
JUHWI, aKpUIAWHAI, TUPUMUAIUHIII, GEHAHTPOIMHUI, (eHasuHWI, (HeHOTHA3UHII, (ypa3aHui, (EeHOKCa3HHUI,
M30XPOMaHMI, XPOMaHWI, UMHIA30JIUANHIII, UMHUAA30JIMHIUI, TUPA3OIUANHIII, MHPA30IUHWI, MHIEpa3uHUI,
WHIOIUHII, U30MHIOIMHWI, XUHYKIHIAHIII, MOP(OIMHNI, OKCA30JMANHII, O€H30TPHa30IiiI, OEH3U30KCa30-
JIWJT, OKCUHTOJTHJIT, O€H30KCa30IMHIII, H3aTHHOUI B OUC-TeTparuapodypaHui:

0

o

0

B xauecTBe mpumMepa, a He OTpaHUYEHUS, YTICPOICBI3aHHBIC TeTEPOIUKIIBI CBA3aHBI B TOJIOXKEHUH 2, 3, 4,
5 vy 6 mpupuIrHA, B TIOJNOKEHNH 3, 4, 5 uiu 6 MUpUIa3uHa, B TIOJI0XKEHUH 2, 4, 5 Wi 6 TUpUMUIUHA, B TIOJIO-
JkeHuH 2, 3, 5 unu 6 mupa3uHa, B MOJIOKeHUH 2, 3, 4 wim 5 ¢pypana, Terparuapodypana, Tnopypana, Tnodena,
MUPPOJIAa WM TETPATHAPONHPPOIIa, TOJOKEHNUH 2, 4 WM 5 oKca3ojia, IMUA30J1a WM THA30J4a, B TIOJOKEHUH 3,
4 unu 5 U30Kca3oa, MUpa3oJia Wi U30THA30J1a, MTOJI0KEHUH 2 WU 3 a3upHUAMHA, B TIOJOXKEHUU 2, 3 i 4 ase-
TUJIMHA, TTOJI0KeHuH 2, 3, 4, 5, 6, 7 unv 8§ XWMHOJIWHA WK B TIoJiokeHuu 1, 3, 4, 5, 6, 7 unu 8 uzoxunoauHa. Emie
Ooyiee THUMHYHO, KOTAA YIICPOJCBA3aHHBIC TETCPOLUKIBI BKIIOYAOT 2-MUPHIWI, 3-THUPUAWI, 4-MUAPHUIWI, S5-
MUPUIUI, 6-TIUPUANI, 3-TTUPUIA3UHII, 4-MIUPUIA3UHUI, S-TUPUAA3UHWI, O6-MUPUIA3UHUN, 2-TTUPUMUAUHII, 4-
NUPUMHUIUHUIL, 5-TUPUMHIUHII, 6-TUPUMHUIUHII, 2-NUPa3UHII, 3-NUPa3UHII, S-MHUpa3UHUI, 6-MUpa3suHU, 2-
THA30JIUII, 4-THA30JIMIT WK 5-THA30JIHIL.

B kagectBe mpuMepa, a He OTPaHUIEHUS, A30TCBSI3aHHBIC TeTEPOLMKIIBI CBSI3aHBI B TIOJIOKEHUHN | a3upuIu-
Ha, a3eTHAWHA, MHUPPOJA, MUPPOIMAWHA, 2 MHUPPOJIHMHA, 3-TIHPPOJIMHA, WMHIA30Jla, WMHUAA30IHINHA, 2-
MMHA30JIMHA, 3-IMUAa30JIMHA, THPa30J1a, MPa30JI0Ha, 2-TUPa30JNHa, 3-MHpa30InHa, MHIePUANHA, THIIEPA3H-
Ha, MHI0JIa, nHAOoMMHA, | H-uHna30a, B MOOXEHUH 2 W30WHI0IA WK W30UHJIOIMHA, MTOJI0KEeHNH 4 MopdosinHa
1 moyioxkeHnn 9 kapbazona wim B-kapoonuHa. Eme 6ofiee THTUYHO a30TCBSA3aHHBIE TETEPOIMKIIBI BKIFOYAOT 1-
asupunui, 1-azereaun, 1-nupponun, 1-umunazonun, 1-nupaszonun u 1-nunepuauHmmI.

TepMuH "yriiepoaHbIH HUKI" OTHOCHTCS K HACHIIICHHOMY, HCHACBHIIIICHHOMY WIIA apOMaTHYeCKOMY ITUKITY,
UMEIOIIEMY J0 MPUOIU3UTEIBHO 25 aTOMOB yriaepoaa. Kak mpaBuio, yriepoaHbId UK UMEET TPUOTU3UTEIHHO
3-7 aTOMOB yTriepoJia B KaueCTBe MOHOILIMKJIIA, IPUOIU3UTEIHFHO 7-12 aTOMOB yriiepo/ia B KauyecTBe OMIMKIA U
JI0 TIPUONM3UTEIBHO 25 aTOMOB yriiepoJa B Ka4eCTBE MONMUIUKIA. MOHOIMKINIECKUE YTIACPOTHBIC IIUKIIBI, KaK
MIPABUIIO, UIMEIOT 3-6 aTOMOB ITMKJIA, ele 0oJiee THITMIHO 5-6 aTOMOB IUKIA. BUIMKIMYECKre YTIepOaHbIE ITUK-
JIBI, KaK TPaBHUIIO, IMEIOT 7-12 aTOMOB IMKJIA, HAIIPUMEP, OpraHu30BaHHbIe Kak owumwmkiio [4,5], [5,5], [5,6] wm
[6,6] cucrema, nau 9 6o 10 aTOMOB ITMKIIA, OPraHU30BAaHHBIE KaK OWITUKIIO [5,6] wm [6,6] cuctema. TepmuH
YTIAEPOTHBIN MUKI BKIIOYACT "IHKIIOATKMI", KOTOPHIH SIBIISETCS HACHIIICHHBIM WJIM HEHACHIIICHHBIM YTIIEPOA-
HBIM IUKIOM. [IprMepsl MOHOIMKIMYIECKUX YTICPOTHBIX IIMKIOB BKIIFOYAIOT ITUKIONPOIII, ITUKIO0YTHII, IHK-
JIOIIEHTHI, 1-IUKIONEHT-1-eHmI, 1-IUKIONEeHT-2-€Hu, |-IMKIONEHT-3-€HWI, IIMKIOTeKCHII, 1-IuKiIorekc-1-
eHWJI, |-IMKIoreKc-2-eHm, |-1ukinorekce-3-eHmi, Gpermwt, cnuput 1 Hagtmwi. Korma Q1 u Zza, B34TbI€ COBMECTHO
C aTOMaMH, K KOTOPHIM OHH MPHCOEIMHEHBI, 00pa3yloT TeTePOIHKI, TeTepOLHKI, oopasoBannbiii Q' i Z*, B3s-
TBIMU COBMECTHO C aTOMaMH, K KOTOPBIM OHH MPHCOCTUHEHBI, MOXKET, KaK IMPABUIIO, BKIIFOYATh MPUOIU3UTEIHEHO
25 aToMoB.

TepmuH "XupanbHBIA" OTHOCHTCS K MOJIEKYJIaM, KOTOPBIE 00J1aJal0T CBOHCTBOM HEHAJIOKCHHUS 3epKAIbHO-
ro MapTHEpa, TOT/Ia KaK TePMHUH "HEXUPAIBHBIA" OTHOCHTCS K MOJICKYJIaM, KOTOPhIC HAKJIAILIBAIOTCS HA CBOETO
3epKaJIbHOTO MTapTHEpa.

TepmuH "cTepeon3oMepsl’" OTHOCHUTCS K COSTUHEHHSIM, KOTOPhIE UMEIOT WICHTUIHOE XHMHUYECKOE CTPOe-
HUE, HO pa3JInIaroTCs pacIioioKeHUEM aTOMOB WITH TPYII B pOoCcTpaHcTBe. TepMuH "nuacrepeomep” OTHOCUTCS
K CTepEOM30Mepy € AByMs win Ooliee HMEHTPaMH XHPAJBHOCTH M YbH MOJICKYJBI HE SBISIOTCS 3€pPKAIbHBIMU
n300pakeHuAMHU ApyT apyra. Juactepeomepsl 00agaloT pa3InIHbBIME (U3HUECKUME CBOHCTBAMH, HAIpUMEP
TeMIepaTypaMu IUIaBJICHUS, TEMIIEPaTypaMH KHUIICHUS, CIEKTPATbHBIMA CBOWCTBAMH W PEaKIMOHOCIIOCOOHO-
cThi0. CMecH HacTepeoOMepPOB MOKHO Pa3/ICIUTh aHATUTHYECKUMHE CITOCOOaMU BBICOKOT'O Pa3pelICHUs, TAKUMHU
Kak 3JIeKTpodope3 U Xxpomarorpadus.

TepMuH "sHaHTHOMEPHI" OTHOCUTCS K JIBYM CTEPEOM30MEpPaM COCTHMHEHUS, KOTOPBIC TPEACTABISIOT COOOM
HCHAKJIAIBIBAFOIIUECS 3ePKATBHBIC U300paXKCHUS APYT IPYTa.

Tepmun "nedenue" uinu "Kypc JedeHus" B TOH CTeNeHH, B KOTOPOH OH OTHOCHUTCS K 3a00JI€BaHHIO MIIH CO-
CTOSIHUIO, BKJIIOUACT MPEAyNpEeKAeHIE BOSHUKHOBEHHUS 3a00JICBaHNS WM COCTOSHHUS, TTOIaBICHUE 3a00IeBaHUS
WA COCTOSIHHSA, YCTpaHCHHE 3a00JIeBaHMS I COCTOSHUS W/WIH OOJIETYCHHS OTHOTO WiH Oojiee CHMIITOMOB
3a00JIeBaHNS WIIA COCTOSTHUS.

Tepmun "PRT" BeIOpaH U3 TEPMHUHOB "CTPYKTypa MPOJIEKAPCTBEHHOW GopMbl" H "3amuTHas rpynmna”, Kak
OTIpeNIeNIeHO B JAHHOM KOHTEKCTE.

CrepeoXuMHUECKHe ONpeeTICHUS U YCIOBHBIE 0003HAYCHHUS, HCIIONB3yeMbIe B TAHHOM KOHTEKCTE, B OC-
HOBHOM COOTBETCTBYIOT IIpHBEJICHHBIM B ciioBape nox pen. S.P. Parker, McGraw-Hill Dictionary of Chemical
Terms (CnoBapp xumudeckux tepmMuHoB) (1984) McGraw-Hill Book Company, New York; n monorpaduu
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Eliel, E. and Wilen, S., Stereochemistry of Organic Compounds (CtepeoxumMusi OpraHn4ecKux COEANHEHUH),
(1994) John Wiley & Sons, Inc., New York. MHOrHe opraHHuecKiue COCIUHCHHS HAXOMATCS B ONTHYCCKH aK-
TUBHBIX (hopMax, T.e. OHH 00JAaNaIOT CIIOCOOHOCTHIO BPAIIaTh IUIOCKOCTH IIOCKOIIOJIIPH30BAHHOTO CBETa. B
OTIMCaHWH ONITHYECKH aKTUBHOTO COSAMHEHHS NCTONB3YIoT nprucTaBki D u L mim R u S mst o603nagenus abco-
JIOTHOW KOH(UTYpalid MOJICKYJIBI B OTHOIIICHWH ee xupaibHoro mentpa(os). [IpucraBku d u I win (+) u (-)
WCTIONB3YIOT Ui O0O3HAYCHHUS 3HAKA BPALICHHUS COSAWHEHHEM INIOCKOTOSIPH30BAHHOTO CBETa, MPH 3TOM (-)
wi | o3HaydaroT, 9TO COeAMHEHHE SBISETCS JieBoBpamammuM. CoennHeHne, 0003HadaeMoe MPUCTaBKOH (+)
i d, ABISIETCS paBOBpaInaonmM. J{Jst 3a1aHHOH XUMUYECKOH CTPYKTYPHI TaHHBIE CTEPEON30MEPHI SBIIAIOTCS
WJICHTUYHBIMH 32 MCKIIIOYCHHEM TOTO, YTO OHHM SIBIISIOTCS 3€PKAIBHBIMH M300pakeHUsIMHU Apyr npyra. Cnenu-
(uueckuii cTepeon3oMep MOXKHO TaKKe 0003HAYMTh KaK SHAaHTHOMEp, M CMECh JIaHHBIX H30MEPOB YTO Ha3bIBa-
10T 2HaHTHOMepHOH cMechro. CMech 50:50 sHaTHOMEpPOB HA3bIBAIOT PAlEMHYECKON CMECBIO MM PAlleMaTOM,
OHAa MOXET CYIIECTBOBATh IPU OTCYTCTBUU CTEPEOCEIECKTHBHOCTH WM CTEPEOCHEHU(PUIHOCTH XUMHUYECKOH
peakiuy unu nponecca. TepMuHsl "parieMudeckas cMech' U "panemar” 0THOCSTCA K SKBUMOJISIPHOM CMECH IBYX
9HAHTHOMEPHBIX CTPYKTYp, JHIICHHONH ONTHYECKOW aKTHBHOCTH. M300peTeHre BKIIOYAET BCE CTEPEOM30MEPHI
COCIMHEHUH, OMMCAaHHBIX B TAaHHOM KOHTEKCTE.
IIposekapcTBeHHbIe (POPMBI

Tepmun "mponekapcTBeHHast (Gopma", Kak UCMOJB3YIOT B JAaHHOM KOHTEKCTE, OTHOCHTCS K JIIOOOMY CO-
€ANHEHHIO, KOTOpOe IPH BBEJCHUN B OHOJOTHYECKYIO CHCTEMY T'€HEPHPYET JICKapCTBEHHYIO CYyOCTaHIIHIO, T.C.
aKTUBHBI MHTPEIUEHT KaK pe3yJibTaT CIIOHTAHHOW XMMHYECKOW peakinuu(uii), KaTaTu3upyeMon (epMeHTOM
XUMUYECKUH peaknuuu(uii), hoTonm3a W/ mim MeTaboamdeckol XxuMudeckor peaknuu(uit). [TponexapcTBeHHas
¢dopma, TakuM 00pazoM, MPENCTaBIsIET COOOH KOBAICHTHO MOAM(MHUINPOBAHHBIN aHAJIOT WM CKPBITYIO (OpMY
TepareBTHYECKH aKTHBHOTO COEMHEHUSI.

TepmuH "CTpyKTypa MpoJIeKapCTBEHHOH (OPMBI" OTHOCHUTCS K JTaOMIbHOW (pYHKIMOHAIBHOH rpymie, Ko-
TOpas OTHENSIETCS OT AaKTHBHOTO MHTHOMPYIOLIETO COEAMHEHUs B Ipoliecce MeTadoiu3Ma, CHCTEMHO, BHYTPH
KJIETKH, TTOCPEJCTBOM T'HAPOJIH3a, (PEPMEHTHOTO pacIICIUICHHS WM IyTeM Kakoro-m0o Ipyroro mporuecca (cM.
paboter Bundgaard, Hans, "Design and Application of Prodrugs" (Co3nmanue u nmpuMeHeHHe POJIeKapCTBEHHBIX
dbopm" B A Textbook of Drug Design and Development (PykoBoACTBO 1Mo co3aaHHIO U pa3pabOTKe JIeKapCTBEH-
HBIX TIpemapaToB), (1991), mox pexn. P. Krogsgaard-Larsen and H. Bundgaard, Harwood Academic Publishers,
ctp. 113-191). ®epMeHTHI, KOTOPBIE CITOCOOHBI OCYIIECTBISITh (PEPMEHTATUBHYIO aKTHBAIHMIO (OCPOHATHBIX
MPOJIEKAPCTBEHHBIX (DOPM COETMHEHHUI, COOTBETCTBYIOIINX H300PETEHHUIO, BKIIIOYAIOT, HO 0€3 OTpaHW4YeHUs
TIEPEUNCIICHHBIM, aMHa3bl, CTepa3bl, MUKPOOHBIE (epMeHTHI, (Hocdoymmasbl, XOIUHICTepa3bl U (pocdaswl.
[IponexapcTBEHHBIE CTPYKTYPBI MOTYT CIIY’KHUTb JJIsI TIOBBIILICHNS! PACTBOPUMOCTH, BCACBIBAHHS U JHIO(UIBLHO-
CTH C LIEJIBI0 ONTHMH3aLUK JOCTaBKH JICKApPCTBEHHBIX IpenapaToB, OMOA0OCTYTHOCTH U 3¢ dexTuBHOCTH. [Ipo-
JIEKapCTBEHHAs CTPYKTypa MOXKET BKJIIOYATh aKTHBHBIM METa0OJIMT MIIM caM JICKapCTBEHHBII Mpernapar.

[Tpumeps! MpoNeKapcTBEHHBIX CTPYKTYpP BKIIOYAIOT THAPOIUTHYECKH YyBCTBHUTENIBHBIE WM JIAOWIIBHBIE
AUMITOKCHMETHIIOBBIE croxkHbie ddupsl -CH,OC(=0)R’ u ammnokcumernossie kapGonatel -CH,OC(=0)OR’,
rre R’ npeacrasiser coboit Ci-Cy amkmn, C;-Cq 3amernennbiii ankui, Cy-Cyy apmn mim Cg-Cyy 3aMeIneHHbII
apwiI. AIMIIOKCHAJIKUIIOBBIN CIIOKHBIN 3(Hp BIEPBBIC MCIIOIH30BAaH B KAUECTBE CTPATETMH MPOJIEKAPCTBEHHON
(hopmbl 11T KapOOHOBBIX KMCIIOT U 3aTeM MpuMeHeH K ¢pocdaTtam u pochonaram B padote Farquhaf et al. (1983)
J. Pharm. Sci 72: 324; cm. taxxe nateHTsl CIITA NeNe 4816570, 4968788, 5663159 u 5792756. Bnocnenctsun
AIMITIOKCHAIKIIIOBBIN CIIOXKHBIN 3(up ObUT HCIIONB30BAH IS TOCTaBKH (POCHOHOBBIX KHCIIOT Yepe3 KICTOUHBIC
MeMOpaHbI U JUISA MOBBIMIEHUS OHOIOCTYITHOCTH IPH HEPOPaAIbHOM BBEICHHWU. BIM3KWMiA BapHaHT alMIOKCHaI-
KUJIOBOTO CJIO’KHOTO 3(Hpa, alKOKCHUKapOOHMIIOKCHATKMIIOBBIH CIIOXKHBIA 3up (kapOoHAT), TaAK)KE MOXKET IO-
BBIIIATh OMOJOCTYITHOCTH NPH NEPOPaATbHOM BBEACHHH B KaueCTBE MPOJICKAPCTBEHHON CTPYKTYpHI B COEIMHE-
HUSX KOMOMHAIMH, COOTBETCTBYIOIIUX H300peTeHHIO0. [IprMepoM ariIoKCHMETHIIOBOTO CIIOXKHOTO 3¢dupa sSBIIs-
ercst nuBastonsiokcumetokcH, (POM) -CH,OC(=0)C(CHj;);. IIpumepom nposiekapcTBEHHOH CTPYKTYPHI alliIoK-
cUMeTHIKapOoHara sBisiercs nuBaitomiokcumermikapoonar (POC) -CH,OC(=0)OC(CHy)s.

[TokazaHo, YTO apuIIOBBIE CIOXKHBIE AGUPBHI POCPOPHBIX TPYII, OCOOCHHO (hEHUIIOBHIC CIOKHBIE d(PHPEHI,
MOBBIIIAIOT TEepopaibHyl0 OmomocTymHOCTh (cM. ctaThio De Lombaert et al. (1994) J. Med. Chem. 37:498).
Omucanpl TaKke (HEHUIIOBBIE CIOKHBIC (PHUPHI, BKIIOYAIOIINE CIOKHBIN 3(Up KapOOHOBOW KHUCIOTHI B OPTO-
MOJIO’KEHNU oTHOCHUTENBHO (pocdara (cM. ctathio Khamnei and Torrence, (1996) J. Med. Chem. 39: 4109-4115).

[TokazaHo, 9T0 OCH3MIOBBIE CIIOKHBIE dPUPHI TCHEPUPYIOT UCXOAHBIE (POCHOHOBBIE KUCIOTHL. B psine ciy-
YJaeB 3aMECTHUTENI B OPTO- WIIN Mapa-IOJI0KEHUH MOTYT YCKOPATh THAPONIN3. beH3uIpHbIe aHAJIOTH C aIlfIupo-
BaHHBIM (DEHOJIOM WIIM AJKIIUPOBAHHBIM (DEHOJIOM MOTYT T€HEpHUpPOBATh (PEHOIBFHOE COCTUHEHNE TOCPEICTBOM
JeWcTBHS (DEpPMEHTOB, HAIPUMEP JCTEpa3, OKCHAAX M T.II., KOTOPOE, B CBOIO OUepe/ib, IOABEpraeTcs paciierie-
HHI0 OeH3uibHOM cBsizu C-O ¢ rerepanueii GpochopHOM KHCIOTH 1 XHHOHMETHHOTO IPOMEKYTOUHOTO COE/IH-
HeHus. [IpuMepsl TaHHOTO Kilacca MpoJieKapcTBEHHBIX (hopM onmcaHbl B ctathe Mitchell et al. (1992) J. Chem.
Soc. Perkin Trans. II 2345; 3asBke Glazier WO 91/019721. Onwucansl eme oaHU OCH3MIBHBIE MPOJIEKapCTBEH-
Hble (DOPMBI, BKIFOYAIOLIHE TPYIILY, COJACPIKAILYIO CIIOXKHBIH 3pUp KapOOHOBOW KHCIOTHI, MPUCOSANHEHHBIN K
OensmipHOMY MeTHiIeHy (cM. 3asBKy Glazier WO 91/019721). ITokazaHbl THOCOAEpKAIIME MTPOJICKApCTBEHHbIC
(hopMBI, IpeTHA3HAUYEHHBIC [T UCIIOIB30BAaHUS C IENBI0 BHYTPHUKIECTOYHOH JOCTaBKH (OC(HOHATHBIX JEKAPCT-
BEHHBIX IpemnapaToB. JlaHHBIC MPOIGUPHI BKIIOYAIOT STWITHOTPYIILY, B KOTOPO THOJIOBAs Tpyma Jubo 3cTe-
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puduIIpOBaHa anMIEHON IPYINOH, JINO0 CKOMOMHMPOBaHA C APYTroil THOJIOBOM IPyNIIOi ¢ 00pa3oBaHHEM -
cynb¢una. Jleacrepudukanys WM BOCCTAaHOBICHHE AUCYIb(HIA TeHEPUPYET CBOOOAHOE MPOMEKYTOUHOE THO-
coeMHEeHNe, KOTOPOEe BIOCIEICTBUN pasiaraercs Ha GpochopHyIo KUCIOTY 1 snucynbdun (cM. ctateu Puech et
al. (1993) Antiviral Res., 22: 155-174; Benzaria et al. (1996) J. Med. Chem. 39: 4958).

3amuTHBIE IPyNNbI

B KOHTEKCTE HACTOSAIIET0 M300pETEHHUS 3aIUTHBIC TPYIIEI BKIIOYAIOT MPOJCKAPCTBEHHBIE CTPYKTYPHI U
XMMHUYECKHE 3aIUTHBIC TPYIIIHI.

Tepmun "3amuTHas Tpynma" OTHOCHUTCS K CTPYKTYpPE COCIMHEHUS, KOTOpas MAacKUPYyeT WU W3MEHSET
CBOMCTBA ()yHKIIMOHAJIBHOW T'PYMIIBI WM CBOWCTBA COCAMHEHUS B LIEJIOM. XMMHUYECKUE 3alUTHBIE TPYMILI U
CTpaTeruy 3aIlUThI/CHATHS 3alUTHl XOPOIIO U3BECTHBI B 007acTH TeXHUKH. CM., Harpumep, MoHorpaduto Pro-
tective Groups in Organic Chemistry (3amuTHbIe rpynmnsl B opranndeckoit xumun), Theodora W. Greene, John
Wiley & Sons, Inc., New York, 1991. 3amuTHbIe TPyNITBI 4acCTO HUCIIOIBL3YIOT, YTOOBI MaCKHMPOBATh PEaKIMOH-
HOCTb psJa (PyHKIMOHAJIBHBIX TPYII, NOBBIIIATE () (EKTUBHOCTH TPEOYEMBIX XMMHUUECKHUX PEAKIUi, HaIIpuMep,
CO3JIaHUSI M Pa3pblBa XMMHUECKHX CBS3CH YIOPSAOUYCHHBIM M IPEIBAPHUTENLHO 3aJaHHBIM 00pa3oM. 3ammra
(hyHKIIMOHAJIBHBIX TPYII COCAWHEHUS] U3MEHSIET, KPOME PEaKIMOHHOCTH, Ipyrue (GU3MIECKHe CBOMCTBA 3allld-
MIEHHON (PYHKIIMOHAIBHOHN TPYMIBI, TaKKe KaK MOJSIPHOCTh, TUMOGUIBLHOCTE (THAPOPOOHOCTD) M APYTHE CBOM-
CTBa, KOTOPBIE MOKHO M3MEPUThH C MIOMOIIBIO OOBIYHBIX aHATUTUYECKUX MPHUOOPOB. XMMUYECKHUE 3alUIICHHbIC
MPOMEXXyTOUHbIE IPOJYKTHI CaMH 0 ce0e MOT'YT OBITh OMOTOTHYECKH AaKTHBHBIMHU MJIM HEAKTHBHBIMHU.

3amuIneHHbIe COSIUHEHNS TaK)Ke€ MOTYT IPOSBIISATh U3MEHEHHBIE, U B PsJiE CIIy4aeB, ONTHMU3UPOBAHHBIC
CBOMCTBa in Vvitro u in vivo, Takhe Kak MPOHUKHOBEHUE Yepe3 KIETOUYHbIe MEeMOpaHbl U YCTOWIMBOCTh K (ep-
MEHTHOMY Pa3JIOKCHHIO WM K BBIBEACHHIO. B TaHHOHM poiy 3auiuIeHHbIe COSMHEHHUS C TUIAaHUPYEMBIMH Tepa-
NEeBTUYECKMMHU 3()(EeKTaMU MOXKHO Ha3BaTh IIPOJICKAPCTBEHHBIMU (opMmamu. [pyroil ¢yHKume#d 3ammTHOH
TPYIHI SBISETCS TPEBpalieHue UCXOIHOTO JICKAPCTBEHHOTO TperiapaTa B IPOJIeKapCTBEHHYIO OopMy, IPUYEM
MCXOIHBIN JIEKApCTBEHHBIN IperapaT BEICBOOOXKIAETCS IPU MPEBPAIEeHHH TPOJIEKApCTBEHHOH (HOPMBI in Vivo.
[TockonbKy akTUBHBIE MPOJIEKAPCTBEHHBIE (POPMBI MOTYT BCACBIBATHCS Oosiee d3(PEKTUBHO, YeM MCXOHBIH JIe-
KapCTBEHHBIN TIperapaT, MpoJeKapCTBEeHHBIE POPMBI MOTYT 00JIafiaTh OOJBIIEH aKTUBHOCTBIO in Vivo, 9eM HC-
XOZHBIN JICKApCTBEHHBIH Mpenapar. 3aliTHbIC TPYNIB YAAISIOT JIMO0O in Vitro B cIydae XMMHUYECKHX IPOMEXKY-
TOYHBIX TIPOAYKTOB, OO in Vivo, B ciydae MpoJieKapcTBeHHBIX (hopM. [Ipn MCcTonp30BaHUN XUMHYECKHUX TPO-
MEKYTOYHBIX IIPOAYKTOB HE ABJISIETCS OCOOCHHO BaXKHBIM, YTOOBI MOJTYYEHHBIE IPOAYKTHI IIOCIIE CHSTHUS 3alllU-
TBI, HATIPIMEP CIUPTHI, ObUIN (PU3MOJIOTUIECKH IIPUEMIIEMBIMH, XOTS, KaK MpaBmIo, OoJee jKenaTeIbHO, KOTraa
MPOIYKTHI SIBISIOTCS (pAPMAKOJIIOTHIECKUE OE3BPEAHBIMH.

3ammTHBIE TPYTIBI JOCTYIHBI, OOLIEN3BECTHBI U UX IPH HEOOXOIUMOCTH MCIIOIB3YIOT JUIS MIPEAYIperkKie-
HUS TOOOYHBIX peaknui ¢ 3alUIIeHHOM rpymnIol Bo BpeMs MPOoLeaAyp CHHTE3a, T.e. MyTeH WM crioco00B Moy-
YEeHUs] COEANHECHUH, COOTBETCTBYIOIINX M300peTeHnIo. B OONbIIMHCTBE CiIydaeB penieHHe OTHOCHTENILHO TOTO,
Kakue W3 TPYIIl 3allUTUTh, KOTJa 3TO CAENaTh U MPUPOIBl XUMHYECKOH 3amuTHON rpymmsl "PG", Oyzxer 3aBu-
CeTh OT XMMHUH PEAKLUH, B KOTOPOH IpeaycMaTpHBaIOT 3alUTy (HanpuMep, KUCIBIX, OCHOBHBIX, OKHUCIIHTEIb-
HBIX, BOCCTAHOBUTEJIBHBIX WM JIPYTUX YCIIOBUH) M IIAHUPYEMOTO HalpaBJIeHHs: cCuHTe3a. PG-rpynmsl He 00s13a-
TENBHO JIOJDKHBI OBITh U, KaK MPAaBHIIO, HE SIBJIAIOTCS OANHAKOBBIMHE, €CJIN COCANHEHUE 3aMELICHO MHOXECTBOM
PG. B ocHoBHOM PG OyayT MCIIONB30BaTh IS 3AIIUTHl PYHKITMOHATBHBIX TPYII, TAKAX KaK KapOOKCHII, THIPO-
KCHJI, THO WM aMHHOTPYIIIIBI, ¥, TAKUM 00pa3oM, IS TOTO, YTOOBI MpeayNpeanuTh MOOOYHbIE PEAKIUH HIIH
MHBIM 00pa30M HOBBICHTH 3G GEKTUBHOCTE CHHTE3a. [IOpSAOK CHATHS 3aIIUTHI C IETBIO MOIyICHUS] CBOOOIHBIX
TPYIII CO CHATOM 3alIUTON 3aBUCHUT OT IUIAHMPYEMOTO HAIPABJICHUS CHHTE3a M YCIOBUH PEAKIMH, C KOTOPBIMU
CTAJIKHMBAIOTCS, U MOXKET OCYILECTBISATHCS B JIIOOOM MOPSIKE, KaK ONPENEIISeT CIIeHAINCT.

MO>KHO 3aIIUTHTh Pa3In4HbIe (YHKIHOHAIBHBIC TPYIIIEI COCIUHEHHMS, COOTBETCTBYIOIETO H300PETECHUIO.
Hanpuwmep, 3amurasie rpynnsl it -OH-rpynn (TuapoKCHiIbHOM 71, KapOOHOBOW KHCIIOTHI, (hOC(OHOBOW KH-
CJIOTBI WJTH IPYTUX (QYHKIMH) BKIIOYAIOT "TPYMIIBI, 00pa3yrolye IpoCTOi WK CIIOXKHBIH a¢up". ['pynmsl, obOpa-
3YIOIUE TPOCTOM WIIM CIIOKHBIA 3¢up, crOCOOHBI (YHKIIMOHNPOBATh KaK XUMHYECKHE 3alIUTHBIC TPYIIHI B
CXEMax CHHTEe3a, NPHUBEACHHBIX B JAHHOM KOHTeKcTe. OJHAKO psij 3alIHUTHBIX TPYII THAPOKCHIIA WM THO HE
ABJISTIOTCSI TPYINaMH, 00pa3yroNIMMH MPOCTON MM CIOXHBIA 3¢Hp, Kak OyIyT UMETh B BUAY KOMIIETCHTHBIC
CTEIHUATHNCTHI B 00JIACTU TEXHUKH, U BKIFOUEHBI C 00CYKAaEMbIMH HUXKE aMUAAMH.

OueHp 00IBIIOE KOTMYECTBO 3AIIUTHBIX TPYMI THAPOKCIIIA U aMHI00Pa3yIOIUX IPYIH U COOTBETCTBYIO-
MUX XUMUYECKUX PEaKIUi pacIieIUIeH s OITMCaHO B MOHOTpad Uy 3alIUTHBIC TPYIIEI B OPraHUIECKOM CHHTE3E.
Theodora W. Greene (John Wiley & Sons, Inc., New York, 1991, ISBN 0-471-62301-6) ("Greene"). CM. Takxke
moHorpadwuro Kocienski, Philip J.; Protecting groups (3amutasie rpymnmsl) (Georg Thieme Verlag Stuttgart, New
York, 1994), koTopast BKIFOUCHA B JAHHOM KOHTEKCTE B BUJIE B CBOeH moiHoTe. CM., B YacTHOCTH, TJ1. 1, Protect-
ing groups: An Overview (3ammTHble Tpynmsl: O630p), ctp. 1-20, 1. 2, Hydroxyl Protecting groups (3ammrHsle
TpyIsl THApOKCHIa), cTp. 21-94, ri. 3, Diol Protecting groups (3amurHsie Tpynmsl auona), crp. 95-117, ri. 4,
Carboxyl Protecting groups (3ammTHble Tpynisl kapookcuna), crp. 118-154, rii. 5, Carbonyl Protecting groups
(3amurtHble TpynIel KapOoHMIa), cTp. 155-184. OTHOCHTENBHO 3aIMTHBIX TPYNIT KapOOHOBOHM KHCIIOTHI, (oc-
(oHoBOI KHCIOTHI, pocdonaTa, cyapPOHOBOH KHUCIOTH W OPYrHX 3AIMUTHBIX TPYII KHCIOT cM. Greene, Kak
MPUBEJICHO HIXKE.

3ammtHeie Tpynmbl it GyHKnuid -OH (rumpokcu U, KUCIOTHAs THO0 Apyrue GYHKIIUH) MPEACTABISIOT
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co00i1 BapHaHTBHI OCYIIECTBICHHUS "TPYII, 00pa3yIOIUX MPOCTONH MM CIOXHBIA 3¢up". OcoOeHHBIH MHTEpeC
MPEJICTABISIFOT COOOW TPYMITBI, 00pa3yIoIIKe MPOCTON WM CIIOKHBIA 3(UpP, KOTOpPBIE CIIOCOOHBI ACHCTBOBATH
KaK 3alllUTHBIC TPYIITHI B CXeMaxX CHHTE3a, MPUBEICHHBIX B JaHHOM KOHTeKcTe. OTHAKO, HEKOTOPhIC 3alUTHBIE
TPYIIIBI THAPOKCHIIA M THO HE SBJISAIOTCS TpyIIaMu, 00pa3yoImuMy HUA MPOCTOM, HU CIOXHBIN dQup, Kak Oyaer
TTOHSATHO KOMIIETCHTHBIM CITEIUAINCTaM B OOJACTH TEXHWUKW, W OHW BKIIOYEHBI C aMHJaMH, 00CYKIaeMBbIMU
HWKE, ¥ CTIOCOOHBI 3alTUINATh THAPOKCWIILHBIE WM THOTPYIIIBI, TAK YTO TUAPOJIH3 C UCXOTHONW MOJIEKYJIBI T1aeT
TUAPOKCHIT WU THO.

C3-Cyreteporuki (ONMCaHBIA BBINIE) WM apiil. JlaHHBIE apoMaTHYeCKHe TPyl HEOOsI3aTebHO SIBIIS-
FOTCS OJTMIUKINYSCKUMHE HJIH MOHOIIMKINYECKUMU. [IpuMepsl BKITIOYAIOT (SHIT, CIIUPHIL, 2- U 3-MTUPPOITHI, 2-
U 3-TueHWNI, 2- U 4-umMuaazonun, 2-, 4- u 5-oxcazonui, 3- u 4-u3okcazonui, 2-, 4- u S-tmazonwi, 3-, 4- u 5-
n30THa3onuil, 3- u 4- nupazonui, 1-, 2-; 3- u 4-nupunuuun u 1-, 2-, 4- u S-nupumuauaui, Cs;-Ci,reTepouuKi
WIH apwJil, 3aMELEHHBIN Tajo, Rl, RI—O—CI—ClzanKI/meH, C-Crankokcu, CN, NO,, OH, kapOoKcH, CIOXKHBIH
a¢up kapbokcu, THod, THo3dup, C;-Cjramoankun (1-6 atomoB ranorena), C,-C,ankernn wim C,-Ci,alKHHAI.
JlaHHBIC TPYMITHI BKITFOYAIOT 2-, 3- U 4-ankokcupermwi(C-C,ankmn), 2-, 3- u 4-MeTokcudeHu, 2-, 3- u 4- 3TOK-
cudenun, 2,3-, 2,4-, 2,5-, 2,6-, 3,4- u 3,5-nmmTokcudenmn, 2- u 3-kapOOKCHITOKCH-4-THIPOKCUPEHMI, 2- U 3-
3TOKCU-4-TUApOKCH(DEHHT, 2- U 3-3TOKCH-5-THAPOKCUPEHWT, 2- U 3-3TOKCU-6-THapoKcudenu, 2-, 3- u 4-O-
aneTuiihennn, 2-, 3- u 4-nuMetunaMmuHoGeHu, 2-, 3- u 4-metrunmepkanTodenun, 2-, 3- u 4-ranoeHns (BKITO-
qas 2-, 3- u 4-propdpenun u 2-, 3- u 4-xmopdenun), 2,3-, 2,4-, 2,5-, 2,6-, 3,4- u 3,5-mumerundennn, 2,3-, 2,4-,
2,5-, 2,6-, 3,4- u 3,5-6uckapOokcudTrndenun, 2,3-, 2,4-, 2,5-, 2,6-, 3,4- u 3,5-mumerokcudennn, 2,3-, 2,4-, 2,5-,
2,6-, 3,4- u 3,5-guranodennn (Brmouas 2,4-mudropdenwn u 3,5-qudTopdenmn), 2-, 3- u 4-ranoankuindenrwr (1-
5 aromoB ranoreHa, C;-Cpankwmn, Bkitovas 4-tpudropmerwidenmn), 2-, 3- u 4-mmanopenun, 2-, 3- u 4-
autpodenmn, 2-, 3- u 4-ramoamkwibensun (1-5 aromoB ranorena, C;-Cpankun, Bkimodas 4-tpudrop-
MeTWIOeH3WI | 2-, 3- u 4-TpuxiopMeTmideHua U 2-, 3- u 4- TpuxsnopMmetwiipernn), 4-N-MeTIIHIepUANHII,
3-N-MeTmmunepuauHui, 1-3tuinunepasunamwi, oensmwi, ankwicamaidhenun (C,-C4 ankun, Bktodas 2-, 3- u
4-sruncanupndenmn), 2-,3- u 4-anerwidenmwn, 1,8-murunpoxcunadrun (-CigHg-OH) u apunokcudytn [Ce-
Coapun (BkI09ast PeHOKCHATHI)], 2,2-quruapokcuoudenun, 2-, 3- u 4-N,N-nmuankuinamuaogenon, -C¢H,CH,-
N(CHs),, TpUMETOKCHOSH3MII, TPUITOKCHOCH3WIT, 2-amKAIMUpuauHIT (C|_4aJIKwm);

O R,0(0)C

/N
N -CHZ-O-C(O)—Q
o H ; ; ; C4-Cg

Cnoxnbie 3¢uper 2-kapbokcudpennna u C,-CjankmieH-Cs;-Ceapun (Brirouass 6enswn, -CH,-mmmppow,
-CH,-tuennn, -CH,-umunazonmi, -CHj-okcazomun, -CH,-uzokcazommn, -CH,-tnazomun, -CH,-uzotnazomnun,
-CH,-iupazonun, -CH,-mupununun u -CH,-nupuMUANHNT), 3aMEIEHHBIA B apUiIbHOW yacTu 3-5 aToMaMmu Tra-
JoreHa, 1-2 aToMaMu Wil TPYIIaMu, BEIOpaHHEIME u3 TajoreHa, Ci-C ,alkoKcH (BKIII0Yask METOKCH U 3TOKCH),
mano, autpo, OH, C;-C,ranoankuna (1-6 aromoB ramorena, Bkiouas -CH,-CCls), C;-C;, ankuna (BKiIrodas
Metun u 3Tii), C,-Cy, ankenuna wim C,-C;, anKuHWIA;

ankokcmdTHA [Ci-Cyankmn, Bemovast -CH,-CH,-O-CH; (MeTokcuatun)];

aJIKWII, 3aMEIICHHbIN JTF000H W3 TPYIN, MPUBEIESHHBIX BbINIE JIs apwia, B wactHocTH, OH mmm 1-3 aToma-
MH TaJIo (BKHIO'-IaH -CH3, -CH(CH3)2, -C(CH3)3, -CH2CH3, -(CH2)2CH3, -(CH2)3CH3, -(CH2)4CH3, -(CH2)5CH3,

e
-CH,CH,F, -CH,CH,Cl, -CH,CF; u -CH,CCly); ; -N-2-npormmmopdosuHo, 2,3-1uruapo-6-

THIPOKCHUHICH, CE3aMOJI, KaTeXoJI0BbIi MoH0ddup, -CH,-C(0)-N(R'),, -CH,-S(0)(R"), -CH,-S(0),(R"), -
CH,- CH(OC(O)CH,R")-CH,(OC(O)CH,R"), xonectepu, enomupysar (HOOC-C(=CH,)-), riuuepus, MOHO-
caxapu] u3 5-6 aTOMOB yriepoja, aucaxapuj Win onurocaxapu (3-9 MoOHOCaXapUIHBIX OCTaTKOB); TPUTITHUIIC-
punbl, Takue kKak o-D-B-nurnuuepunsl (rae KUPHbIE KUCIOThI, COCTABISIIOIINE JIMMUABI TIULEPUAHOB, B OCHOB-
HOM TIPEJICTABIIAIOT cOOOW MPUPOIHBIC HACKHIIICHHBIC MM HeHACKIEHHBIE Cg p, Co.1g MIIH Cg.1)KUPHBIC KUCIIO-
ThI, TAKWE KaK JIMHOJICHOBAS, JITABPOBasi, MUPUCTUHOBAS, MMATbLMUTHHOBASI, CTEAPUHOBAS, OJICHHOBAS, AIbEMUTO-
JIEMHOBAS, TUHOJICHOBASI ¥ T.IT. YKUPHBIE KUCJIOTHI), CBA3aHHBIE C aIlMJIOM UCXOJHBIX COSAMHEHUN B TAHHOM KOH-
TEKCTe MOCPEJCTBOM TIIHIEPHIILHOTO KUCIOPOAa TPUTIUIepra; GoCcHOTUIHABI, CBSI3aHHBIC ¢ KapOOKCUIHLHOU
rpynmoii mocienctsoM (docdara dhoconmununa; Gramuaun (mokazan Ha ¢ur. 1 crarem Clayton et al., Antim-
icrob. Agents Chemo. 5(6):670-671 [1974]); nuknudeckue kapOoHATHI, Takue Kak (5-Rd-2-okco-1,3-arokconen-
4-AT)METHIIOBEIC CI0XHBIE 3(uph (cM. crathio Sakamoto et al., Chem. Pharm. Bull. 32(6)2241-2248 [1984]),

-CHZC(O)NF—\O
rae Rd npexcrasmsier coGoii R', R* wmw apu; u ;

I'uapoKCcHIIbHBIE TPYIIIBI COSAMHEHNH, COOTBETCTBYIOIINX NaHHOMY HU300pETEHHUIO, HEOOA3aTEIBHO 3aMe-
mieHsl onHou u3 rpymm 111, IV unu V, onucansbix B 3asBke WO 94/021604 witn H30mpOIIIIOM.

CoenuHEHHs, COOTBETCTBYIONINE N300PETEHUIO, BKIIIOYAIOT 00Jagaronre naruoupyromeir BI'C aktuBHO-
CTBIO, a TaKXe MPOMEKYTOUHbIE COEAMHEHHUS, KOTOPhIC HCIOJB3YIOT AJI MOJYyYEHUs] aKTHUBHBIX COEIMHEHUU.
Tepmun "coenunenue, narudupyroniee BI'C" Bkirouaet Te coeMHeHus, KOTOpble MHrHOnpytoT BI'C.
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Kak npaBuiio, coequHeHNs, COOTBETCTBYIOLINE M300PETEHHUIO, IMEIOT MOJIEKYJISIPHYIO Maccy OT MpHOIu-
surenbHO 200 a.e.M. (aTOMHBIX €IMHUI] Macchl) o mpuomusutensHo 10000 a.e.Mm. B wacTHOM BapuaHTe ocyie-
CTBJICHHSI M300PETCHHS COSAMHECHUS HMEIOT MOJICKYJISIPHYIO Maccy MeHbIe yeM mpubmausutensro 5000 a.e.m. B
JIPYTOM YacTHOM BapHaHTE OCYIIECTBICHUS M300PETCHHS COCAWHEHHUS MMEIOT MOJEKYJISPHYI0O MacCy MEHBIIE
geM npubmm3uTensHo 2500 a.e.M. B mpyroM 4acTHOM BapHWaHTE OCYIIIECTBIICHHUS N300pETEHUS COSTUHEHMS IME-
FOT MOJICKYJISIPHYIO Maccy MeHbIne deM npudausureiapbHo 1000 a.e.m. B apyrom yacTHOM BapHaHTE OCYIIECTB-
JIeHUS] 1300PETEHHS COSTMHEHNST UMEIOT MOJIEKYJIIPHYIO Maccy MeHbIIe 4YeM npuoausureasHo 800 a.e.m. B apy-
TOM YaCTHOM BapHaHTE OCYIIECCTBICHUS M300PETCHHSI COSAMHEHHSI UMEIOT MOJIEKYISIPHYIO MacCy MEHBIIE YeM
npubmsnTensHo 600 a.e.M. M B 1pyroM yacTHOM BapHaHTE OCYIIECTBICHHS M300pPETCHHSI COCUHEHHS UMEIOT
MOJIEKYJISIPHYIO Maccy MeHbIIe 4yeM npuonusutessHo 600 a.e.M M MOJIEKYIIApHYIO Maccy Oojplie yeM IpHoIu-
3utenpHo 400 a.e.M.

CoequHEeHHs, COOTBETCTBYIOIINE U300PETEHHIO, TAKKe, KaK IMpaBmiIo, UMeIOT logD (momnspHOCTH) MEHbIIIE
4yeM NpHOJM3UTENBEHO 5. B 0onHOM BapuaHTe OCYLIECTBJICHHS H300pETEHHE IMPEayCMaTpUBAaET COEIMHEHMS,
umetormue logD MeHbIe 4eM mpuOmu3uTeNnsHO 4. B mpyroM BapmaHTe OCyIIECTBICHUSI M300peTEHHE INpey-
CMaTpHUBaeT COeAMHEHUs, nMmeromue logD MenbIme yeM mpuOim3nTensHo 3. B mpyrom BapmaHTe OCyIecTBIIe-
HUS M300peTeHNe TpeyCMaTPUBAET COeMHEHNs, nMeromue logD GomnbIie yem mpubIu3uTeNnbHo -5. B apyrom
BapHaHTe OCYIIECTBICHUS U300peTeHNE MIpeaycMaTpruBaeT coequHeHus, nmetomue logD Gonbie yeM npuOm-
3UTENBHO -3, ¥ B JIPYIOM BapHaHTE OCYIICCTBICHHSA M300pETCHHE MPEAyCMAaTPHUBACT COCAWHEHHS, MMEIOIIHE
logD Gomnpmre yem npudm3uTensHo 0 1 MEHBIIIE YeM MPUOIH3UTEILHO 3.

Br1OpanHBIE 3aMECTUTENHN B COCIMHEHHUIX, COOTBETCTBYIONINX N300PETEHUIO, IPUCYTCTBYIOT PEKYPCHBHO.
B naHHOM KOHTEKCTE TEPMHH "PEKYpCHUBHBIN 3aMECTHUTENL" O3HAYAET, YTO 3aMECTUTEIb MOXKET MPEACTABISTh
CBOI Jpyroii BapuaHT. TeopeTHYecKH BCICICTBUEC PEKYPCHBHOMN MPUPOJIBI TAHHBIX 3aMECTHTEIICH B JIFOOOM JTaH-
HOM BapWaHTEe OCYIIECTBJIECHHS MOKET MPHCYTCTBOBATH OOJBIIOE KOMMYECTBO 3amecTuTesneil. Hampumep, R
BKITIOUaeT 3aMectuTes RY. RY MOkeT mpecTaBiaTh coGoii R?, KOTOPBIHA, B CBOIO 0YepE/ib, MOXKET MPEICTABIATH
co6oii R®. Eciu BeiGuparot, uto R’ npescrapnser co6oii R*, T0 MoxkHO BBIGpaTh BTOpOil BapuaHT R*. O6bdHbIiT
CHETHANHCT B 00JIaCTH MEIUIIMHCKON XUMHUH OHUMAET, YTO 00IIee YMCII0 JaHHBIX 3aMECTUTENICH pa3yMHO Or-
paHnYeHO TpeOyeMBIMHA CBOWCTBAMHM MPEIIIONAraeéMoro COeTuHEeHus. [laHHbIe CBOMCTBA BKIIIOYAIOT B Ka4eCTBE
prMepa, a He OrpaHIYeHHs (PU3WYEeCcKIe CBOMCTBA, TaKKe KaK MOJICKYJIsIpHAs Macca, pacTBOPUMOCTE iH log P,
CBOWCTBA, CBA3aHHBIC C IPUMEHEHNEM, TaKHEe KaK aKTUBHOCTh B OTHOIICHUH IPEATIONIaraéMoy MHUIIICHH, U TpaK-
THYECKHE CBOMCTBA, TaKHe KaK MIPOCTOTa CHHTE3A.

B KauecTBe mprMepa, a He orpanmdenns Bee, A, A% u R, npecraBisiior coGoil peKypCHBHBIC 3aMECTHTE-
T B psZic BAPUAHTOB OCYIIECTBICHU. Kak mpaBmito, KaxIblii M3 HUX HE3aBHCUMO JAPYT OT JAPYra MOXET OBITh
BkitoueH 20, 19, 18, 17, 16, 15, 14, 13, 12, 11, 10, 9, 8, 7, 6, 5, 4, 3, 2, 1 unu 0 pa3 B JaHHOM BapuaHTe OCYIlIe-
cTBiicHUs. Bonee THNHYHO, KOTJAa KaXIBIH M3 HUX HE3aBUCHUMO APYT OT JApPyra MOXET OBITh BKJIIOYEH 12 win
MEHBIIIC pa3 B JAHHOM BapHaHTE OCYIICCTBICHUS. Beskuii pas, KOraa COCMHCHUE, OMMMCAHHOE B JAHHOM KOH-
TEKCTE, 3aMEIleHO GONbIIE YeM OHOH M3 OJMHAKOBO 0603HAUYEHHBIX rpym, Hanpumep, "R'" umn "A™, Gyner
MOHSATHO, YTO TPYIITEI MOTYT OBITh OJUHAKOBBIMH FUTH PA3IUYHBIMU, T.C. KaXKIas TPyIa BEIOpaHA HE3aBUCHUMO
OT ZIpyToil. BomHMCTEIE TMHNUN yKa3BIBAIOT LEHTP MPUCOCTUHECHUI KOBAJICHTHOH CBS3M K IMPUMBIKAIOMINM TPYII-
1aM, CTPYKTypaM HITH aTOMaM.

B oxgHOM BapmaHTe OCYIIECTBIICHHS H300pETCHUS COCTUHEHNE HAXOIUTCS B BBIACICHHON MM OYHIIICHHON
dhopme. Kak npaBuiio, TepMUH "BBIICTICHHBIA M OYMIICHHBIH" 03HAYAET, YTO COCTUHEHHUE B CYIIECTBEHHOU CTe-
TIEHU CBOOOJHO OT OMOJOTHYECKMX MaTephasioB (HampuMep, KPOBH, TKaHH, KIETOK, T.I.). B ogHOM YacTHOM
BapUaHTe OCYLIECTBIICHNSI N300pPETEHUSI TEPMHUH 03HAYAET, YTO COEIMHEHHE WM KOHBIOTaT, COOTBETCTBYIOIUE
M300pEeTEeHHIO, TT0 MEHBIIEH Mepe MpuOau3uTeNbHO Ha 50 Mac.% CBOOOAHBI OT OMOJIOTMYECKUX MATEpHAJIOB; B
JPYTOM YacTHOM BapHaHTE OCYIICCTBICHHUS TEPMHUH O3HAYAET, YTO COCIAMHCHHE I KOHBIOTAT, COOTBETCTBYIO-
muye n300peTeHuIo, 0 MEHbIEeH Mepe MpUOIM3UTENbHO Ha 75 Mac.% cBOOOIHBI OT OMOJOTMYECKHX MaTepHa-
JIOB; B IPYTOM YCAaTHOM BapHaHTE OCYIICCTBJICHUS TCPMUH O3HAYAET, YTO COCAUHCHHE WM KOHBIOTAT, COOTBET-
CTBYIOIIMIE M300pPETEHHMIO, [0 MEHbIEH Mepe npubmm3nTenasHo Ha 90 Mac.% CBOOOAHBI OT OMOJIOTMYECKUX Ma-
TEpHANOB; B JPYrOM YacTHOM BapHaHTE OCYIIECTBICHHS TEPMHH O3HAYaeT, YTO COCIMHCHHE WM KOHBIOTAT,
COOTBETCTBYIOITNE N300pPETEHHUIO, IO MEHBIIEH Mepe MpHUOIM3UTEeIhHO Ha 98 Mac.% cBOOOAHBEI OT OHONOTHYe-
CKHX MaTepHaJioB, U B APYrOM YacTHOM BapHaHTE OCYIIECTBICHHS TEPMHH O3HA4YaeT, YTO COCAWHECHHE WIIN
KOHBIOTAT, COOTBETCTBYIOIINE M300PETEHNIO, IT0 MEHBIIEH Mepe mpuOnm3nuTensHo Ha 99 mac.% cBOOOTHEBI OT
OMOJIOTHYECKUX MaTepHuanoB. B npyroM 4acTHOM BapHaHTE OCYIIECTBICHHS HM300pETCHHE MpEeayCcMaTpHBaeT
COEIMHEHHNE WIIN KOHBIOTAT, COOTBETCTBYIOIINE H300PETEHUIO, KOTOPHIC MOIYYCHBI CHHTETHUECKUM TyTeM (Ha-
IpUMep, €X Vivo).

HakonJjienne B Ki1eTKe

B oxHOM BapmaHTe OCyIIECTBIEHHS M300peTeHHE MPEeaycMaTpUBAET COCAWHEHUS, CIIOCOOHBIE HaKarlId-
BaTbcsl B uesoBedecknux PBMC (MoHOHYKIeapHBIX KieTkax rnepudepuuyeckoii kposu). PBMC otHocsTes K
KJICTKaM KPOBH, MMCIONIMM OKPYIJIble TUMQOIMTE U MOHOIUTHI. Pusnonorudueckas poas PBMC cocrour B
TOM, YTO OHHU MPEJCTABISAIOT COOOW Ba)kKHBIC KOMITOHCHTHI MEXaHU3Ma, NCHCTBYIOIIETO MPOTHB WH(CKIIHH.
PBMC MO0XHO BBIACIUTH U3 TEMAPUHU3UPOBAHHON IEJIHHONW KPOBH HOPMAJBHBIX 3J0POBBIX JTOHOPOB WIIH JICH-
KOIIMTHBIX TUICEHOK C ITOMOINBIO CTAaHAAPTHOTO MEHTPH(YTUPOBAaHUS B TPaJUCHTE INIOTHOCTH M COOpaTh M3 rpa-
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HUIIBI pa3Jiena, MPOMBIThH (HampuMep, 3a0ypepeHHbIM (pochaToM COJICBBIM PACTBOPOM) M XPAHUTH B 3aMOPAXKH-
Baemoiu cpere. PBMC MOXHO KyIbTHBHPOBATh B MHOTOJIYHOYHBIX IUIAHIIETaX. B pa3nvHbIC MEPHOABI KyJIbTH-
BUPOBAHMA JINOO MOXKHO YJAIUTh CYNEpHATAaHT JUIA ONEHKH, JIMOO MOXKHO cOOpaTh M aHAU3UPOBATH KIETKU
(cm. ctatpro Smith R. et al. (2003) Blood 102(7): 2532-2540). CoenuHeHUs, COOTBETCTBYIOIINE TaHHOMY BapH-
aHTy OCYIIECTBJICHHS, MOTYT Jajiee BKIO4aTh pochoHaT miu pochoHaTHYIO TIposieKapcTBeHHYI0 hopMy. boree
THIHYHO, Koraa hocoHaT min GochoHATHAS IPOIEKAPCTBEHHAS GOPMa MOKET HMETh CTPYKTYPY A’, Kak ormH-
CaHo B TaHHOM KOHTEKCTE.
Crepeonsomepsl

CoeMHEeHHS, COOTBETCTBYIOIINE H300PETCHUIO, MOTYT UMETh XHUPAJIbHEIC IICHTPHI, HAIPUMED XUPATbHEIC
aToMbl yriepona win ¢ochopa. CoeAMHEHNS, COOTBETCTBYIOIIUEC U300PETEHUIO, TAKUM 00pa30M, BKIFOYAIOT
CMECH BCEX CTEPCOM30MEPOB, B TOM YHCIIC SHAHTHOMEPOB, JHACTEPEOMEPOB U aTporon3oMepoB. Kpome Toro,
COCJIMHEHUS, COOTBETCTBYIOIINE M300PCTCHUIO, BKIFOUAIOT OOOTAICHHEBIC U Pa3/ICIICHHBIC ONTHYCCKUC U30-
MEpHI B JIFOOOM M3 BCEX aCHMMETPUYHBIX XHPAIBHBIX aTOMOB. J[pyrHMU CIIOBaMU, XUPAITbHBIC ICHTPBI, OUYCBU]I-
HBIC U3 OIMCAHMUS, IPEACTABICHBI KAK XUPAJIbHBIC H30MEPhI HIIH palleMU4ecKrue cMecH. Bee, kak pareMudeckue,
TaKk W JUACTEPEOMEPHBIC CMECH, a TAaKXKE OTAEIbHBIE ONTHYECKHE W30MEPHI, BHIICICHHBIC WM CHHTE3UPOBAH-
HBIE, B CYIIECTBCHHOW CTENICHW CBOOOJHBIE OT CBOMX YHAHTHOMEPHBIX WIH IHACTEPEOMEPHBIX APTHEPOB, BXO-
9T B 00beM n3o0perenus. Panemuueckne cMecH pa3IenioT Ha UX OTJENbHBIC B CYIIECTBEHHOW CTEIIEH! OITH-
YECKH YHCTHIE M30MEPHI MMOCPEICTBOM XOPOIIIO M3BECTHBIX CIIOCOOOB, TAaKWX KAk, HAIIPUMEp, pa3/eieHue Iua-
CTEPEOMEPHBIX coJieli, 00pa30BaHHBIX C ONTHYCCKH aKTUBHBIMU IOTIOJIHUTECIHFHBIMU COCIUHEHUSMH, HAIIpUMEp
KHCJIOTAMH{ WJIM OCHOBAHHUSAMH, C TIOCIEAYIONTNM IpEBpalieHreM 00paTHO B ONTUYECKH aKTHBHBIC CYOCTaHITHH.
B OompmmHCTBE CiTy4aeB TpeOYeMbIH ONTHUYCCKUI M30MEpP CHHTE3UPYIOT MOCPEIACTBOM CTEPEOCICIIUPHUSCKUX
peaKIwii, HAYUHAS C TTOAXOJSIIEIO CTEPEON30Mepa TpeOyeMOro HCXOJHOTO MaTepraa.

CoeMHEeHHS, COOTBETCTBYIOIIUE H300PETCHUIO, B PSINIC CIIyU4acB MOTYT TAaKXKE CYIICCTBOBAThH KaK TayToO-
MEpHBIC U30MEpPHI. XOTS MOXKET OBITh ONKCaHA TOJLKO OJIHA JICIOKAIM30BaHHAS PE30HAHCHAS CTPYKTYypa, Ipe-
JyCMaTPUBAIOT, YTO BCE JaHHBIC ()OPMBI BXOJAT B 00beM u300peTeHus. Hampumep, MOTYT CYIIECTBOBAThH CH-
aMHUHHBIE TAYTOMEPHI ISl TyPUHOBOW, MUPUMHUANHOBOM, UMUIA3010BOM, TYaHUIMHOBOM, aMHIMHOBOW U TETpa-
30JI0BOM CHCTEM, U BCE UX BO3MOJKHBIE TayTOMEpHBIE (OPMBI BXOIAT B 00BEM N300peTeHUS.

Coui ¥ THAPATHI

[Tpumeps! GHU3HOIOTHYECKH TPUEMIIEMBIX COJIEH COCOMHEHHUH, COOTBETCTBYIOIIUX H300PETEHHIO, BKIIIO-
YaroT COJIH, MOJYYCHHBIE U3 COOTBETCTBYIOIIETO OCHOBAHMWS, TaKHWE KaK COJIM IIEJIOYHOTO MeTaylla (Hampumep,
HATpHsA), CONH IIETOYHO-3eMETBHOTO MeTaia (HalpuMep, MarHus), aMMoHus n NX,  (rme X osHagaer Ci-
Ciankmn). OU3HOIOTHYECKH MPUEMIIEMBIC COJH aTOMa BOJOPOJA WM aMHUHOTPYIIIBl BKIFOYAKOT COJHM OpTaHH-
YECKMX KapOOHOBBIX KHCIIOT, TAKMX KaK YKCyCHas, OCH30IHas, MOJIOYHas, (yMapoBasi, BUHHAs, MaJCHHOBAs,
MAaJIOHOBAs, SI0JIOYHASI, U3ETUOHOBAS, JJAKTOOMOHOBAsA U SHTapHAs KUCIOTHI; OPIraHUYECKUX CYIb()OHOBBIX KH-
CJIOT, TAKMX KaK METaHCYIb(OHOBAs, 3TaHCYIb()OoHOBas, OeH30ICYTb()OHOBAS U M-TONYOICYIb()OHOBAS KUCIIO-
TBI, 1 HCOPTAaHMYCCKUX KUCIIOT, TAKUX KaK COJISHAsA, cepHast, pocopHas u cyiabpaMuHOBasT KHCIOTHL. DH3HOIIO-
THYCCKHU MPUEMJIIEMBIC COJU COCIUHCHUS THAPOKCUTPYIIIEI BKIIIOYAIOT aHUOH YKa3aHHOTO COCAMHCHHS B COYC-
TAHWM C TOAXOMSIIAM KATHOHOM, TakuM kak Na  u NX, (rme X nezaBucumo BbIOpano w3 H wmm C-
C,aNKUIbHON TPYIIIHI).

Jlng TepameBTHYECKOTO MPUMEHEHHS COJIM aKTUBHBIX HMHIPEAMEHTOB COCTUHEHHH, COOTBETCTBYIOIINX
n300peTeHmto, OyIyT, KaK MpaBuio, GU3NOIOTHIECKH MPUEMIIEMBIMH, T.€. OHU OyAyT MPEACTaBIAThL COOOM CO-
JIH, TIONTyYCHHBIE U3 (PU3HOIOTUIECKH TPUEMIIEMOH KUCIOTHI WM OCHOBaHMA. OTHAKO COM KHUCIOTHI MIIA OCHO-
BaHUs, KOTOPBIC HE SBISIOTCS (PH3HOJOTHICCKH MPHEMIIEMBIMH, TaK)KE MOTYT HAWTH MPUMCEHECHHUE, HATIPUMED,
NPY TOTYYCHUU WA OYUCTKE (PU3MOJIOTHUCCKU MPUEMIIEMOTr0 COCIUHEHUs. Bce cou, MomydYeHbl JIM OHU WIIH
HET U3 (U3NOJIOTHYCCKHU MPUEMIICMON KHCIIOTHI WIIA OCHOBAHUS, BXOAT B 00BEM HACTOSIICTO H300PETCHHUS.

Conu MeTamioB, Kak IMPaBHIO, MOMYYAOT PEaKIueH THAPOKCHIA METalla ¢ COCIMHEHHUEM, COOTBETCT-
BYIOIIIUM JaHHOMY H300peTeHmto. [IpuMepaMu comeil MeTaioB, KOTOPEIC MOIYYAIOT JAHHBIM ITyTEM, SIBISTFOTCS
comu, comepxamue Li', Na” u K. MeHee pacTBOpuMyIo COJb METallIa MOKHO OCaIUTh U3 PacTBOpa 6olee pac-
TBOPUMOH COJIM TTOCPENICTBOM T00ABICHUS COSIMHEHUS MOIXOAAIIero Metamia. Kpome Toro, coiau MOTyT OBITH
00pa30BaHBl MOCPEICTBOM BBEACHHS KHCIIOTHI W3 PAda OPTaHWYECKUX W HEOPTaHWYECKHUX KHCIIOT, HalpuMmep
HCIl, HBr, H,SO,, H;PO,, nin opranmdeckux cyiab(OHOBBIX KHCIOT, B OCHOBHBIC IIEHTPHI, KaK MPaBUJIO0, aMH-
HBI, WJIM B KUCJIOTHBIE TPyMITEl. HakoHeI, clleayeT IMeTh B BHIY, YTO KOMIIO3UIINH, IIPEICTABICHHBIC B JAHHOM
KOHTEKCTE, BKITIOUAIOT COSIMHEHHS, COOTBETCTBYIOIINE N300PETEHHUIO, B MX HEMOHN3UPOBAHHOM, a Tak)Ke I[BUT-
TEPUOHHON (hopMe, 1 KOMOMHALINH CO CTEXHOMETPUICCKIMH KOJTMIECTBAMH BOJIBI KaK B THApPATax.

Kpome Toro, B 00beM TaHHOTO W300pETEHUS BKIFOYAIOT COJU UCXOMHBIX COCAMHCHUN ¢ OJHON min OoJiee
aMUHOKHUCIOT. [ToaxosT moOble U3 MPUPOIHBIX WA HEMPUPOIHBIX aMUHOKHCIIOT, OCOOCHHO MPUPOIHBIC aMH-
HOKHCJIOTHI, OOHAPYKHBAaeMbIC B BUJIC OCITKOBBIX KOMIIOHCHTOB, XOTSI aMHHOKHCIIOTA, KaK MPaBUIIO, MPEIICTAB-
nseT co0oil Hecylyro OOKOBYIO IIETIb C OCHOBHOM WM KHCJIOTHOM TPYIIIOW, HAPUMED JIU3WH, apTHHUH WIIH
TIyTaMUHOBYIO KHCJIOTY, MIIM HEHTPAIbHON TPYIIIION, TAKyI0 KaK TIAIUH, CEPHH, TPCOHUH, aJlaHMH, U30JICHINH
WJTU JICUIIVH.
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Cnocoon1 narudnposanust BI'C

Jlpyro#i acriekT n3o0peTeHust OTHOCHUTCS K criocobaM MHruOupoBaHus aktuBHoctH BI'C, Brutowarommm
CTaaui0 00paboTKM 00pasia, MPeanoJIoKUTENbHO conepkamniero BI'C, coennHeHreM WIIH KOMITO3UITUEH, COOT-
BETCTBYIOIIIMMH H300pETEHUIO.

CoerHeHHsI, COOTBETCTBYIOIINE M300PETEHUIO, MOTYT JIeHCTBOBAaTh kKak MHrHOuTOpel BI'C, kak mpome-
JKyTOYHBIE TIPOAYKTHI ISl JAHHBIX WHTHOWTOPOB WJIM UMETh IpyTHe MPUMEHEHNs, KaK ONMMcaHo Hike. VHruou-
TOPHI OYIYT, KaK MPaBIJIO, CBAZBIBATHCS C IOJIOKEHISIMH Ha TIOBEPXHOCTH WIIM B TIOJIOCTH redeHu. CoenHeHNs,
CBSI3BIBAIOIIUECS B IIEYCHHU, MOTYT CBS3BIBATHCS C PA3INYHON CTENeHBI0 00paTuMocTH. Te coemnHeHns, KOTOphIe
CBSI3BIBAIOTCS B CYNICCTBEHHOW CTEIICHH HEOOPATUMO, SIBIISIOTCS HAMIYYIIUME KaHTUAATaMH JUI IPUMCHCHUS B
JTAaHHOM CII0c00€, COOTBETCTBYIOIIEM n300peTenuto. [locie BBeaeHUS METKH B CYIIECTBEHHON CTENEHN HeoOpa-
THUMO CBSI3BIBAIOLIME COCAMHEHUS MCHONB3YIOT B KadecTBe 30HA0B i gerekin BI'C. CooTBeTCTBEHHO M30-
OpereHne OTHOCHTCS K crocobaM nerekuuu NS3 B o0Opasie, NMpearnoioxuTenbHo coaepxkamum BI'C, Bximio-
YaoUMM CTaauu: 00paboTku o0pasiia, MPEeAIoIoKUTEIbHO coxepxatnero BI'C, koMno3nmueH, BKIIIOYaromeit
COE/IMHEHHUE, COOTBETCTBYIOIIEE M300PETEHHMIO, CBI3aHHOE C METKOH, W HabmoaeHue sddekra odpasua Ha ak-
TUBHOCTh MeTKH. Ilogxonsmime METKH XOpOIIO M3BECTHHI B OONACTH IWATHOCTUKH WM BKJIIOYAIOT CTAOWIBHEIC
CBOOOHBIE paTuKaibl, GIyopodhopsl, paaHON30TOIIbI, (HepMEHTHI, XEMHUITIOMUHECIICHTHBIE TPYIIITBI B XPOMOTe-
HBL. B coennHeHMs, mMpeacTaBieHHBIE B JAHHOM KOHTEKCTE, BBOIST METKY IPHHATHIM 00pa3oM, HCIONB3YS
(hyHKIMOHATIBHBIE TPYIIIHI, TAKHE KaK THAPOKCHI FIIM aMUHO. B 07THOM BapuaHTe OCYIIECTBIICHUS H300peTeHHE
npexycMmarpuBaer coenuHenne popmynsl (I), koTopoe BKIIIOYAET WM KOTOPOE MPHUCOSAWHEHO WIIHM CBSI3aHO C
onHOH miu OoJiee ompeesieMbIX METOK.

B xoHTekcTe M300peTeHns 00pasiibl, MPEAIONIOKUTENBLHO conepkaiue BI'C, BKIIIOUAIOT IPUPOIHBIE HIIH
HCKYCCTBCHHBIC MaTCpUAIIbI, TAKUC KaK JKUBBIC OPTaHU3MBI, TKAHECBBIC WM KICTOYHBIC KYJIbTYPBI; OMOJIOTHYC-
CKHe 0o0paslbl, TaKue Kak 00pa3lbl OMOJOIMYECKUX MaTepHajioB (KpOBb, CHIBOPOTKY, MOYY, CIHTHHOMO3TOBYIO
KHUJKOCTb, CJIE3HYIO )KUAKOCTh, MOKpPOTY, CIIIOHY, 00pa3lbl TKaHEH M T.II.), JabopaTopHbIE 00pa3mbl, 00pa3Ibl
MPOIYKTOB MTUTAHUsI, BOJBI WM BO3/yXa, 00paslsl OMONPOAYKTOB, TAKHE KaK KIETOYHBIE SKCTPAKTHI, 0COOCHHO
PEKOMOWHAHTHBIE KJIETKH, CHHTE3MPYIOIHe TpeOyemblld TIIMKONpoTenH U T.1M. Kak mpaBwmiio, obOpaser; Oyaet
MIPENIOJIOKUTENRHO cofepxkaTh BI'C. O6pa3ipl MOTYT copepiKaThbes B JIOOOW cpeze, BKIIOYAsi BOAY U CMECH
OpPTaHHUYECKHX PAaCTBOPHUTENEH/BoAbI. OOpa3Ipl BKIIOUAIOT KUBBIE OPraHU3MBI, TaKHEe KaK YeJIOBEK, M MCKYCCT-
BEHHBIE MaTEPHaIIbl, TAKUE KaK KICTOYHbIC KYIbTYpPHI.

Cramusi 00pabOTKH, COOTBETCTBYIOIIAs W300pETEHUIO, BKIIIOUaeT M00aBlieHUE COCIMHEHHS, COOTBETCT-
BYIOIIETO U300peTeHMIO, K 00pa3Ily WM OHA BKITIOYAET M00aBIeHUE TPEIIeCTBEHHHKA KOMITO3UIIUY K 00pasy.
Cranust 106aBiIeHHS BKIIIOYAET JI0O0H CIIoco0 MPUMEHEHUs, KaK ONHMCAHO BBIIIE.

[Tpn HeobxonumocTH akTHBHOCTH BI'C mocne nmpuMeHeHus COeTMHEHUsT MOXKHO PErHCTPHPOBATH JIIOOBIM
CIocoOoM, BKJIIOYAsl MpsIMBIE M HENpsIMble crocoObl ompenenenus: aktuBHoctd BI'C. TlpemycmarpuBator Bce
KOJIMYECTBCHHBIE, KAUECTBEHHBIC M TOJYKOJIMUECTBEHHBIE clIoco0bI onpenenenns aktuBHocTH BI'C. Kak mpa-
BWJIO, IPUMEHSIOT OJUH W3 BBILICONUCAHHBIX CIIOCOOOB CKPHHHUHIA, OJHAKO NPUMEHHUM TaKXKe JI000H Apyroi
Croco0, Takol KaK HaOIroIeHHE 3a (PU3UOTOTHUECKUMH ITOKa3aTeNIsIMH )KUBOTO OpraHu3Ma.

Mmuorue opraam3mbl conepxatr BI'C. CoenuHeHUs, COOTBETCTBYIOIINE TaHHOMY H300pETEHHIO, HCIIOJb-
3YIOT IJIS1 JICUCHUsST WU MPO(HUIAKTHKHA COCTOSIHHMA, acCOIMUPOBAHHBIX ¢ akTuBamueld BI'C y kMBOTHOTO WM
YeIIOBeKa.

OpmHako TIpW CKPUHHWHTE COSAMHEHUH, CIOCOOHBIX mHTHOMpoBarh BI'C, ciemyeT uMeTh B BUAY, YTO pe-
3ynbTaTH (hepPMEHTHBIX aHAIM30B HE BCETa MOTYT KOPPEIHPOBATh C aHATN3aMH Ha KJIETOYHBIX KyJIbTypax. Ta-
KUM 00pa3oM aHaJIM3 Ha OCHOBE KIIETOK JIOJDKEH, KaK MPaBUIIO, OBITh OCHOBHBIM MHCTPYMEHTOM CKPHHUHTA.

Cnoco0nb1 ckpruHuHra nHruduTopos BI'C

CoequHEHHs, COOTBETCTBYIOLINE N300PETEHHIO, TTOIBEPralOT CKPHHUHTY HAa HHTHOUPYIONIYI0 aKTHBHOCTD
B otHomeHnn BI'C mocpencTBoM 1r000T0 M3 MPHHATHIX CIIOCOOOB OLIEHKH aKTUBHOCTH (pepMeHTOB. B KOHTEK-
cTe N300peTeH s, Kak NPaBHUiIO, COSIMHEHHS CHaYaja [oBepraloT CKpHHUHTY Ha nHruouposanue BI'C in vitro,
U COCIUHEHHS, AEMOHCTPHUPYIOIIHNE MHTUOMPYIONIYI0 aKTHBHOCTb, 3aTEM IIOJBEpPralOT CKPUHUHIY Ha aKTHB-
HOCTH in vivo. CoeanHeHN, IMeroIue in vitro K; (KOHCTaHTHI MHTHOMPOBAHUS) MEHBIIIE YeM MPHUOIU3UTEILHO
5-10° M, kak mpaBmMIO, MeHbIIE YeM mpuoIu3uTenbHo 1-107 M M IpeanouTHTENFHO MEHbIIE YeM MPUOIH3H-
TenpHO 5-10° M, SBISIOTCS MPEAMOYTHTEILHBIME IS HCIIOIb30BAHKS in Vivo. VICIOmb3yeMble criocobbl CKpH-
HHUHTA in Vitro ONMMCaHbI IETATBHO.

®apMmaleBTHYECKHE MPenapaThl

CoennHeHHs, COOTBETCTBYIOIINE JAHHOMY N300pETEHHIO, TIOIYJaloT ¢ MPUHATHIMA HOCHTEISIMH W HATIOJI-
HUTEJISIMH, KOTOpPBIe OyIyT BHIOMPATh B COOTBETCTBUU C OOBIYHOW NMpakTUKOH. TabmeTku OyayT BKIIOYATh Ha-
TIOJTHUTENH, TIUIAHTbI, HHEPTHBIC HAITOTHUTEH, CBA3YIOIINE KOMIIOHEHTHI U T.II. BogHBIE ITpemnapaTs TOTOBAT B
CTepHIIbHON (popMe M, ecIM OHHM IpeAHa3HAYCHBI JJIS JOCTABKHU ITyTeM, OTIMIHBIM OT IIEPOPATFHOTO BBEACHHUS,
oHU OyIyT M30TOHHYEeCKUMHU. Bce mpenapartsl OyayT HeoOs3aTenbHO BKJIIOYATh HATIOIHUTENH, TAaKUE KaK IpHBe-
nensl B Handbook of Pharmaceutical Excipients (CrpaBo4HuK 1o ¢apmaneBTHYecKUM HaroaHutensim) (1986).
HanonauTenn BKIIOYAIOT aCKOPOMHOBYIO KUCIIOTY W IPYTHE aHTHOKCHAAHTHI, XCIATHPYIOUINE arcHTHI, TaKHE
kak DJITA(3THICHINaMHHTETPAYKCYCHASL KHCIIOTA), YIIIEBOJBI, TAKUE KaK ICKCTPUH, TUAPOKCHAIKII ICIUTIOIIO-
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3a, THAPOKCHANKIIMETHIINCIUII0I03a, CTCApUHOBAsT KHCIOTa U T.II. pH mpenapaToB JIG)KHUT B UHTESPBAJIC OT MPH-
OMU3UTENHHO 3 10 MPUOIM3UTETBHO 11, HO OOBIYHO COCTABISACT MPUOTU3UTENBHO 7-10.

XO0Ts BO3MOXXHO BBEIEHHE aKTUBHBIX MHTPEIUEHTOB B BHJIE MOHOKOMIIOHEHTA, MOKET OBITH MpPEIIIOYTH-
TENBHBIM TIPEJICTABIIATH UX B BHUIE (hapMalleBTHUECKUX MpenaparoB. [Ipemaparsl Kak [uis BETEPHHAPHOTO, TaK U
JUT MEIUIIMHCKOTO TIPUMEHEHHS, COOTBETCTBYIOIINE H300PETCHUIO, BKIIOYAIOT 110 MEHBIIIEH Mepe OTUH aKTHB-
HBI WHTPEIUCHT, KaK OMpEIeNICHO BhIIIEC, BMECTE C OJHUM U OoJiee MPUEeMIIEMBIX HOCUTENEeH 1 HeoOs3aTeb-
HO C JIPYTUMH TepaneBTUICCKUMH MHrpenreHTamu. Hocurtenb(n) H0mkeH OBITh "mipueMieMbIM" B CMBICIIE CO-
BMECTHMOCTH C IPYTHMH WHTPEANCHTAMH IIpernapara U (PU3HOIIOTHIECKAM Oe3BPEIHBIM IS CBOETO PEIUIHCH-
Ta.

[IpemapaTsl BKIIOYAIOT MOIXOMASAIINE NI BBINICOMUCAHHBIX MyTell BBeAcHWs. [IpemapaTsl MOTYT OBITH
yIOOHO TPEJCTaBICHBI B YHU(MHUIIMPOBAHHOW JICKAPCTBEHHOU (JOPME M MOTYT OBITH MOJIYYCHBI JIFOOBIM U3 CIIO-
c00OB, XOPOIIIO U3BECTHHIX B 00nacTu hapmanuu. CrocoOBl U penapaThl B OCHOBHOM PACKPHITHI B CIIPABOYHH-
ke Remington's pharmaceutical Sciences (CrnpaBounuk 1o ¢apmaneBTHYecKuM Haykam PemmHrrona) (Mack
Publishing Co., Easton, PA), manHbIe clTOCOOBI BKIIFOYAIOT CTAIHI0O KOHTAKTHPOBAHUS aKTHBHOTO HMHIPEANCHTA C
HOCHTEJNIEM, KOTOPBIil BKIIIOYAeT OMUH WM 00Jee BCIIOMOTATENBHBIX WHTPenIneHTOB. Kak mpaBwiio, mpenapaTsl
MOJYYaroT IIyTeM OIHOPOJHOTO M TECHOTO KOHTAKTHPOBAHUS aKTUBHOTO WHTPENNEHTA C KUAKAMH HOCHTEIISIMU
WIM TOHKO W3MEILYCHHBIMU TBEPABIMH HOCHUTEISIMH JIMOO OOOWMH C TIOCIEIYIONMM (TP HEOOXOIUMOCTH)
(hopmMoBaHHEM TIPOAYKTA.

[Ipemapatel, COOTBETCTBYIOIINE HACTOSAIMIEMY H300pETEHHUIO, TOAXOMAIMINE IsI IEPOPAITBHOTO BBEACHUS,
MOTYT HAXOAWUTHCS B BHUJIE OTICIBHBIX €AMHUI], TAKUX KaK KalCYJbl, KpaxXMalbHbIE KalCyJIbl N TaOJlIeTKH, Ka-
JKJIast U3 KOTOPBIX BKITIOYACT MPEABAPUTEIBHO 3aJAHHOC KOJMYSCTBO aKTUBHOTO MHTPEIUCHTA, B BUJC TIOPOIIIKA
WIW TPaHyJ, B BUJC PACTBOPA WU CYCIICH3UU B BOJHOW YT HEBOJTHOMN JKUAKOCTH WU B BUIC KHUIKOW IMYIIb-
CUM THITa MaclO-B-BOJC JIMOO >KUAIKOW 3MYJIECHH THUIIA BOJA-B-Maclic. AKTUBHBIA HHTPEAUCHT MOXKHO TaKKe
BBOJIUTH B BHJIC OOJIFOCA, DIICKTyapHs WU TACTHL.

TabneTky momy4yaroT MyTeM MpPeccoBaHUs Wid (popMOBaHHS, HEOOA3aTEIHFHO C OJHUM KU 00JIee BCIIOMO-
raTe’lbHBIX MHrpequeHToB. IIpeccoBaHHBIe TAONETKH MOXKHO HM3TOTOBHTH IPECCOBAHHEM B MOIXOIAIIEM YCT-
POWCTBE aKTHBHOTO WHTPENNCHTA B CHITy4Yeil (opme, Takoi Kak MOPOIIOK WIIM TPaHyINbI, HE0O0S3aTEIFHO CMe-
IIAHHOW CO CBA3YIOIIMM KOMITOHEHTOM, CMa3bIBAIOIINM BEIIECTBOM, MHEPTHBIM pa30aBUTENIEM, KOHCEPBAHTOM,
MOBEPXHOCTHO-aKTHBHBIM WJIH Pa3pHIXIIIIOMNM areHToM. @opMoBaHHBIE TaOIETKH MOXKHO M3TOTOBUTE (hOpMO-
BaHUEM B ITOJXOISAIIEM YCTPOICTBE CMECH MOPOIIKOBOTO aKTHBHOTO HHIPEIMEHTA, YBIAXHEHHOTO WHEPTHBIM
KUAKUM pa3daButenieM. TaOmeTkn MOTYT OBITh HEOOA3aTeNbHO TMOKPBHITHIMU WIIM UMEIOIIUME HACEYKH, U OHH
HEOo0sI3aTeTbHO M3TOTOBIICHBI TaK, YTOOBI 00CCIICYMBATH 3aMENICHHOC WIIM KOHTPOIUPYEMOE BBICBOOOKICHUE
U3 HUX aKTHBHOTO MHTPEIUCHTA.

Jlns BBeleHUS B TJa3 WM APYTHC HAPYKHBIC TKAHU, HATIPUMEP POT M KOXY, IPEANOYTHUTEIHHO, KOTJa
mpernapaThl HAHOCAT B BUJC HAPYXKHON Ma3u MM KPeMa, BKIIIOYAIOIIUX aKTHBHBIN MHTPEIUCHT(BI) B KOJHYECCT-
Be, Hanpumep, 0,075-20% wmac./mac. (BKiIroyast akTUBHBIA HHrpeaneHT(sl) B nHTEpBaie ot 0,1 mo 20% c Bo3pac-
tanuem 0,1% wmac./mac., manpumep, 0,6% wmac./mac., 0,7% wmac./mac. u T.1.), npeamoururenpro 0,2-15%
Mac./mMac. u Haubonee npennoururensHo 0,5-10% wmac./mac. Ilpu monmydeHnn B BHAE Ma3u aKTHBHBIC HHIPEIH-
€HTBI MOKHO MCITO/Ib30BaTh JTUOO ¢ Ba3eIMHOBOM, TU00 CO CMEIIMBAIOIIEHCS C BOAOH Ma3eBOH OCHOBOM. AJlb-
TEPHATHUBHO aKTHBHBIC WHTPEIUCHTHI MOKHO MOJIYYHUTH B KPEMe C KPEMOBOI OCHOBOW THIIA MACJIO-B-BOJE.

ITpu HeoOxomumocTH BoaHas (a3a KPEeMOBOW OCHOBBI MOMKET BKIIIOYATh, HANPUMED, TI0 MEHBIIEH Mepe
30% mac./Mac. MHOTOATOMHOTO CIIHPTa, T.€. CIIUPTa, MMEIOIIEro Be Wi 0ojiee THAPOKCHIBHBIX TPYII, TAKHX
KaK MPONIICHIIINKONb, OyTaH 1,3-IH0J, MAHHHUTOJI, COPOUTOII, TIMICPHH U MOJIUATHICHIIINKOIE (BKItoUast [19T
400) u ux cmecu. [Ipu HEOOXOTUMOCTH MECTHBIC TIpEIapaThl MOTYT BKJIFOYATh COCAMHECHUE, KOTOPOE MOBEIIIACT
BCACHIBAaHHE WM MPOHWKHOBCHHUE AKTUBHOI'O MHTPEIMCHTA Yepe3 KOXKY WM JPYTHEC MOBPEKICHHBIC OOJACTH.
[IpuMeps! JaHHBIX YCHIUTENCH MPOHUKHOBEHUS Yepe3 KOXKY BKIIOYAIOT JUMETHICYIb(GOKCHI U POJCTBCHHBIC
aHAJIOTH.

MacnsHast aza dMYJIbCHH, COOTBETCTBYIONINX TAHHOMY H300pPCTCHUIO, MOXKET OBITH COCTABJICHA W3 W3-
BECTHBIX WHTPEIUCHTOB M3BECTHBIM 00pa3oM. XoTs (haza MOXET BKIIOYATh TOJBKO SMYJBraTop (MHAuUe Has3bl-
BaeMBIH AMYNBIHPYIONINM BEIIECTBOM), JKEJIATEIFHO, YTOOBI OHA BKJIOYaja CMECh MO MEHBIIEH Mepe OIHOTO
SMYJIBraTopa ¢ JKUPOM HIITH MACIIOM WIH 00OUMH, KUPOM U MACIIOM.

[IpennouruTensHO, KOTAa THAPOPIIBHBINA SMYIBraTOP BKIIOYAIOT BMECTE C JIMNOGMIBHBIM AMYJIBraTo-
POM, KOTOPBIH JecTBYeT Kak ctabuim3arop. [IpeamodruTensHO Takke BKIIFOYSHHE KaK Macia, Tak u xupa. Co-
BMECTHO 3MYJBIaTop(bl) CO CTAOMIIN3aTOPOM MU O3 Hero oOpa3yroT TaK Ha3bIBAEMBIN dMYIJILIUPYIOIINI BOCK,
M BOCK BMECTE C MACIIOM W JKHPOM OOpa3yIOT TaK Ha3bIBACMYIO 3MYJIBTHPYIONIYIO Ma3eBYK) OCHOBY, KOTOpas
00pa3yeT MaclITHYIO TUCIIEPCHYIO (pa3y KPEeMOBBIX MPEMapaToB.

DOMyIBraTopel U CTaOMIN3aTOPBI 3MYIBCHH, MOAXOJAIINE U MCIIONB30BaHUS B Ipemapare, COOTBETCT-
BYIOIIEM M300peTeHuto, BKIoYaroT Tween® 60, Span® 80, mieTocTeapuioBhIil CIUPT, OCH3WIOBBIA CITUPT, MH-
PHUCTHIIOBBINA CIUPT, TIUIEPHUIMOHOCTEAPAT U JaypWICyIb(haT HATpuUs.

Br160op moaxosaimux Maces WK KUPOB JUIS Tpernapara OCHOBaH Ha JOCTHIKCHUH TPEOYEMBIX KOCMETHYEC-
CKUX CBOMCTB. KpeM mpenmoyTHTeNnbHO JOKEH OBITh HEKUPHBIM, HEOKPALTHBAOIIUM U CMBIBACMBIM MPOIYK-
TOM C TIOIXOASIIEH KOHCUCTCHIINEH, YTO0BI N30€XaTh BBITEKAHHUS U3 TIOOMKOB I APYTUX KOHTEHHEPOB. MOX-
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HO WCIIOJIb30BaTh OJTHO- WJIM IBYXOCHOBHBIC CIIOXHBIC aTKMIII(PHUPBI C HEPa3BETBICHHOW WM Pa3BETBICHHOU
[ETBI0, TAKKE KaK JU-U30aIUNAaT, U30LETHICTeapar, AM3UpP MPOMUICHTIIHKOIS | XXUPHBIX KUCIOT KOKOCa, U30-
MPOTIMIMHUPHUCTAT, NEIIIONeaT, W3ONPOIMINAIBMUTAT, OyTHICTeapar, 2-3THIATEKCHINAIbMHUTAT WM CMECh
CJIOXHBIX 2(QHUPOB C pa3BEeTBIECHHON Iemnbio, m3BecTHYI0 kKak Crodamol CAP, mocnenHue Tpu SBISIIOTCS TPEI-
MOYTHTENbHBIMA CIIOKHBIMH 3¢upaMu. OHE MOTYT OBITH MCTIONIB30BaHbI KAK MOHOKOMITOHEHT WJIM B KOMOMHA-
IIUH B 3aBHCHMOCTH OT TPEOYEMBIX CBOMCTB. AJNBTEPHATHBHO HCHOJB3YIOT JHIUIBI C BEICOKOH TeMIepaTypoi
TUTABJICHNS, TaKHe Kak OECIIBETHBIN MATKUI apaduH ¥/UITH Ba3eJIMHOBOE MAcIO WIH APYTHE MUHEpaIbHBIE Mac-
na.

dapmareBTHUCCKUE TpenapaThl, COOTBETCTBYIOININE HACTOAMIEMY N300PETCHUIO, BKIFOUAIOT OJTHO HIIH 00-
Jiee COCIMHCHHM, COOTBETCTBYIONINX W300pPETEHUIO, BMECTE C OJIHHM WM Oolice (papMaIleBTHICCKH MPUCMIIC-
MBIMH HOCHUTEIISIMU WJIM HAMOJHUTEISIMA ¥ HEOOs3aTCIHbHO IPYTHMHU TEPalleBTHUCCKUMH areHTaMu. dapMmarieB-
TUYECKHUE MPEIapaThl, BKIFOYAONINC aKTHBHBIN HHIPEIUCHT, MOTYT OBITh B (hopMe, TOAXOISIICH 11T HaMCUCH-
HOTO crmoco0a BBeaeHus. [Ipu HCHONp30BaHUH IS IEPOPATHHOTO BBEJCHUS MOKHO MOJYYHThH, HAIPUMEp, Tal-
JICTKH, TMACTHIKH, JICTICIIKH, BOJHBIC WIH MACISHBIC CYCICH3HUH, JUCICPTHPYIONIUECS MOPOIIKU U TPAHYIIBL,
TBEpJIBIC WM MSTKHE KAICyJbI, CHPOIBI WJIM ANIUKCUPEL. KoMmosunuu, npegHasHaueHHbIe AT MepOpantbHOTO
MIPUMEHEHHUS, MOXKHO TTOJIYYHTh COTIIACHO JIFOOOMY CITOCO0y, U3BECTHOMY B 00JaCTH M3TOTOBICHUS (papMarieB-
TUYECKAX KOMIIO3HIIUH, U TaHHbIE KOMIO3HWIMK MOTYT BKIIOYATh OJMH WX OOJiee areHTOB, B TOM YHCIIE TIOA-
CITaCTUTENH, BKYCOBBIE HOOABKH, KPAaCHUTEIH M KOHCEPBAHTHI, YTOOBI MTOMYYUTH NMPHUATHBIA Ha BKYC Ipemapar.
[IpuemieMbl TaOJIeTKH, coAeprKallie aKTUBHBIC MHTPEIUCHTHI B CMECH C HETOKCHYHBIMHU (hapMaIleBTHICCKH
MIPUEMIIEMBIMU HAIIOJTHUTEISIMHU, KOTOPBIE TOAXOIAT ISl H3TOTOBJICHUS Ta0neToK. [laHHbIe HAIOJHUTEIN MOTYT
TPEJICTABIATE COOOM, HAIIpUMEp, WHEPTHBIC Pa30aBUTENN, TAKUE KaK KapOOHAT KANbIUS WM HATPUS, JIAKTO3a,
JIAKTO3bI MOHOTHJIPAT, HATPUH KPOCKapMeILTo3a, MOBUAOH, (pochaT Kanblus WIH HATPUS, TPAHYIUPYIOIINE HITH
Pa3pBIXIIAIONINE areHTHI, TAKHE KaK KYKYPY3HBIH KpaXMaJl WM adbrHHOBAsI KHCJIOTA, CBS3YIOIINE areHTHI, TAKUC
KaK [IEJUTI0N03a, MUKPOKPUCTAJUTHYECKAs [EIUTF0II03a, KpaXMall, )KEeJIaTHH WK aKallvsl, 1 CMa3bIBaIOIINE areHTHI,
TaKWe KaK cTeapaT MarHWs, CTCApUHOBAs KHCJIOTA WK TaNbK. TaOleTKH MOTYT OBITh HEIOKPBITBIMU WJIH MOTYT
OBITh MOKPBHITHIMHA C TTOMOIIBIO W3BECTHBIX CHOCOOOB, BKIIOYAass MHUKPOMHKAICYISAIUIO, C IETBI0 3aMeIUICHUS
pacrmajzia ¥ BCachIBaHUS B JKEIYJOYHO-KUIICYHBIA TPAKT U, TAKAM 00pa30M, MOTYICHUS 3aMEIJICHHOTO IEeHCTBHSA
B T€UCHHE 0oJiee NIUTEIHHOTO Meprona. Hampumep, MOKHO HCIIONB30BATh MaTEepHAN AJIS 3aJICPKKH BO BpeMe-
HH, TAKOW KaK TIUIEPIIMOHOCTEapaT Wil TNINIEPUIIANCTeapaT B BUJE MOHOKOMITOHEHTA U C BOCKOM.

[Ipemapats! a7 IepopaIbHOTO MPUMEHEHHS MOTYT OBITH TAaKXKe MPEICTAaBICHBI B BUIC TBEPABIX JKEIaTH-
HOBBIX KaIlCyJ, B KOTOPBIX aKTHBHBIA HHTPEIUCHT CMEIINBAIOT C HHEPTHBIM TBEPIBIM pa30aBUTEIEM, HAIIPUMED
(dbocdarom KanplUsA WU KAOJTHHOM, JIMOO B BHUJC MATKUX KEIATHHOBBIX KAaICyJ, B KOTOPHIX aKTHBHBIA UHIPE-
JIUCHT CMEIIMBAIOT C BOJOHM WJIM MacisSHOW CPEIoi, TaKOH KaK apaxHMCOBOE MAaciio, Ba3eIMHOBOC MACIIO WIIH
OJTUBKOBOE MacJIo.

BomHble cycnieH3uH, COOTBETCTBYIOIIUEC M300PETCHUIO, BKJIFOYAIOT AKTUBHBIC MAaTepHAllbl B CMECH C Ha-
TOJTHHUTEISIMU, MOIXOAAIINMHA JIJIsI U3TOTOBJICHUS BOIHBIX CYCICH3WU. /laHHBIC HAMOJHHUTCIH BKIFOYAIOT CYyC-
MCHIUPYIOIUN areHT, TAKOW KaK HAaTPUi KapOOKCHMETHIIIEILIFOII03a, METHIIEIUTION03a, THIPOKCUIIPOTIAIME-
THIILEIUTION03a, allbIMHAT HATPHs, MOJMMBHHIITUPPOINIOH, KaMeIb TparakaHTa M KaMeab aKaluh, U Pa3phIX-
JISIONTUE WM CMAdMBAIOIINAE areHTHI, TaKhe Kak MPUPOIHBIA Gocdarun (Hampumep, JEMUTHH), TPOAYKT KOH-
JCHCAIINH aKWICHOKCHA C KUPHOHM KUCIIOTOH (Hampumep, NOTMOKCUITHICHCTEapar), MPOIyKT KOHACHCAIH
STHJICHOKCHAA C amu(paTHIECKUMH CIIUPTOM C JIMHHOHM Ienblo (HAampuMep, TenTalaeKadTHICHOKCUIIETaHOM),
MPOAYKT KOHICHCAIMH ATHICHOKCHIA C YACTUYHBIM CIIOKHBIM 3(HPOM, MMOTYyYCHHBIM U3 XKUPHONH KHUCIOTH U
TEKCUTOJIOBBIM aHTHAPUIOM (HATIPUMED, TOTHOKCHATIICHCOPOUTMOHOOIIeaT). BotHas CyCIeH3HsSI MOXKET TaKkKe
BKITIOYATH OJIUH U 00Jiee KOHCEPBAHTOB, TAKUX KaK ATUJI WM H-TPOIHI I-THIPOKCHOCH30aT, OJIUH MU OoJiee
KpacuTeleH, OJiH Wi 00Jice BKYCOBBIX KOMIIOHEHTOB U OJIUH U O0Jiee TOJCIACTUTEINICH, TAKHX KaK caxapo3a
WIIH CaxapyvH.

MacnsHple CYCIEH3MH MOXHO TOJYYUTh CYCICHIMPOBAHWEM aKTHBHOTO WHTPEIUCHTA B PACTHTCIHHOM
Maclie, TAKOM KaK apaxrCOBOE MAacjo, OJIMBKOBOE MAaciio, KYHXKYTHOE MAacjio MM KOKOCOBOE MAaciio, WM B MH-
HEepaJbHOM Maciie, TaKOM KaK BaszeJIMHOBOE Macio. [lepopaibHble CycIieH3WH MOTYT BKIIOYATh 3ar'yCTHUTEIb,
TaKOH KaK MIETWHBIA BOCK, TBEPbIN MapaduH WIH MEeTUIOBBIN crupT. [TomcaacTureny, Takue Kak BBIIICTIPUBE-
JICHHBIC, 1 BKYCOBBIE KOMIIOHEHTHI MOKHO JOOAaBHUTH, YTOOBI MONIYYUTh NPHUATHRIA Ha BKYC IEPOPaNBHBIN Mpe-
napat. JlaHHbIe KOMIIO3UITUE MOXKHO 3aKOHCEPBHUPOBATh J00OABICHHEM aHTHOKCHAAHTA, TAKOTO KaK aCKOPOWHO-
Bas KUCIIOTA.

Jucnieprupyromuecsi TOPOIIKA U TPaHyNbl, COOTBETCTBYIOIMINE H300PETEHHIO, MOIXOISIIINE IS TTOIyde-
HUS BOJHOU CYCIICH3UH yTeM JOOABICHUS BOJBI, TAIOT AaKTHBHBIN HHIPEAUCHT B CMECH C PA3PBIXJIFOIIUM WA
CMauYMBAIOIIMM arcHTOM, CYCICHIUPYIOIIUM arcHTOM M OJHUM WK Oojiee KOHCcepBaHTOB. [lomxomsmiue pas-
PHIXIITIONINE MITH CMAYMBAIOIINE arcHTHl U CYCICHIMPYIONIUE arcHTHl MPOWLIIOCTPUPOBAHEI BEINICIPUBEICH-
HBIMH. MOT'YT TakKXe MPHUCYTCTBOBATH JIOTIOJHUTEIIFHBIC HAMOIHUTEH, HAPUMEDP MOJCIACTHTENN, BKYCOBBIC
KOMITIOHCHTBI U KPACUTEITH.

®dapManeBTHYECKHE KOMITO3UIIMH, COOTBETCTBYIOIINE H300PETCHHIO, MOTYT OBITh TakkKe B (popMe 3MYIIb-
CHU THIIa Macio B Bojie. MacisiHas (paza MOKET MPEeACTaBIATh COOOH pacTUTENTFHOE MAacilo, TAKOE KaK OJIMBKO-
BOE MacJIO WJIM apaxMCOBOE Maclio, MUHEPAIbHOE MAaco, TaKOe KaK Ba3eJIMHOBOE MAcIlo, WM UX cMeck. [loaxo-
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JUIIIHAE IMYJIBraTOPhl BKJIFOYAIOT MPUPOIHBIC KAMEIH, TAKUE KaK KaMe/Ib aKallii ¥ KaMeIb TparakaHTa, IpUpO/I-
HbIe (hocaTuIbl, TaKue KaK COCBBIH JICIUTHH, CIIOKHBIC d(PUPBI WM YACTUIHBIC CIOKHBIC 3(QUPHI, TOTyICHHBIE
W3 )KAPHBIX KUCIIOT, ¥ TEeKCUTOJIOBBIE aHTUAPUABI, TAKHE KaK COPOMTMOHOOIIEAT, MIPOAYKTH KOHACHCAINHN JaH-
HBIX YaCTUYHBIX CIIOKHBIX 3(QHPOB C ITHICHOKCHIOM, TaKHe KaK ITOJHOKCHITHICHCOPHOUTMOHOOJIEaT. DMYIIb-
CHSI MOKET TaKKe BKIIFOYATD ITOJCTACTUTENN M BKYCOBbIE KOMIIOHEHTHI. CHPOIIBI M SJIUKCHPBI MOXKHO MPUTOTO-
BUTH C IOJCIACTHUTEISIMH, TAKAMH KaK TJIHMLEPHUH, COPOMT Wim caxaposa. J[aHHBIC IpemapaThl MOTYT TakkKe
BKITIOYATh CPEICTBO, YMEHBINAIOIIEE Pa3IpaKeHNEe, KOHCEPBAHT, BKYCOBOI KOMIIOHEHT MJIM KPACHUTEIb.

dapmarneBTHIECKHE KOMIIO3UITNH, COOTBETCTBYIOIINE M300PETEHHIO, MOTYT OBITH B (hOpMe CTCPHIBHOTO
WHBEKIMOHHOTO Tperapara, TAaKoro Kak CTepHIbHAS HHBCKIIMOHHAS BOJHAS WIM MaclsiHas cycrieH3us. JJaHHyro
CYCIICH3UIO MOXKHO U3TOTOBHTH B COOTBETCTBUH C M3BCCTHBIM YPOBHEM TEXHUKHU C UCIOIB30BAHUECM TEX ITOIXO-
JIIAX TACTICPTUPYIONINX WIIA CMAYHBAIOIINX areHTOB M CYCIICHAMPYIONINX areHTOB, KOTOPBIC YIIOMSIHYTHI BbI-
nre. CTepruIbHBI WHBEKIIMOHHBIH TperapaT MOXKET TaKKe MPEJCTABIATh COOOU CTCPUIBHBIA WHBEKIUOHHBIN
PACTBOpP WM CYCIICH3HIO B HETOKCHYHOM MPHEMIICMOM JUIS TIAPCHTEPATHLHOTO BBEICHUS pa30aBUTEIe WM Pac-
TBOpHUTEIIC, TAKOW KaK pacTBOp B 1,3-OyTaHIuOJE, WK MOXKET OBITh MOIYYCH KaK JTHO(WIHM3HPOBAHHBINA TOPO-
mok. M3 nmpuemMneMbIX HOCUTENEH WM pacTBOPUTENEH MOXKHO MCIOJIb30BaTh BOAY, pacTBop PuHrepa m uzoro-
HUYECKUH pacTBOp Xiopuaa HaTtpusi. Kpome Toro, crepriibHbIC HEIeTydHe Macia MOKHO TPAIUIIOHHO MCIIONb-
30BaTh B KAYECTBE PACTBOPUTEIS WIIH CyCIIEHANPYIOMEH cpenpl. [ JaHHO! e MOYKHO HCIIOIB30BaTh JII000e
MSATKOE HeJleTydee Maciio, BKITI0Yasi CHHTETHIECKHE MOHO- WIIM ITUTIHIepuIsl. Kpome Toro, KUpHBIE KHCIOTHI,
TaKk{e KaK OJEWHOBAs KHUCIOTA, MOTYT OBITH aHAJIOTHYHBIM 00pa3oM HCIOJIB30BAHBI MIPH MOTYYCHUH HHBEKITH-
OHHBIX IIPETIapPaToB.

KonndecTBO akKTHBHOTO MHTPEAUCHTA, KOTOPOE MOYKHO KOMOWHHPOBATH C HOCUTEIIEM IS ITOMyYCHHS OJ1-
HOKpATHOH JIeKapcTBEHHON (hOpMBI, OYIET BaphbHPOBATH B 3aBHCUMOCTH OT XO3SHMHA, KOTOPOTO JICYaT, U KOH-
KpeTHOTro crocoba BBeaeHUs. Hampumep, mpenapaT ¢ MpOJIOHTUPOBAHHBIM JICHCTBUECM, MPEIHASHAYCHHBIA IS
MEPOPATEHOTO BBEACHUS UYCIIOBEKY, MOXKET BKIIFOYATh MPUOIU3UTEeIbHO 1-1000 Mr akTHBHOTO MaTepuaia, cMe-
IIAHHOT'O C COOTBETCTBYIOIIMM U YIOOHBIM KOJHYSCTBOM MaTEpHaia HOCUTEIS, KOTOPOE MOXKET BapbHPOBATH OT
NPUOTM3UTENFHO 5 10 MpHUOMU3NTeNsHO 95% 0T KOMITO3UIMH B IenoM (Macca:macca). MOXHO NPHUTOTOBHUTH
(hapMaIeBTHYECKYI0 KOMIIO3HUINIO, 00SCIIEYNBAIONTYIO JIETKO M3MepseMble KOJIMYecTBa i BBeAeHus. Hampu-
Mep, BOIHBIH pacTBOp, MpeIHAa3HAYCHHBIN TSI BHYTPUBEHHONW MH(Y3UH, MOXET BKIIOYATh OT MPUOIM3UTEIHHO
3 1o 500 MKr aKTUBHOTO WHTPEAMEHTa/MJ PAcTBOPA, YTOOBI MPOUCXOIUIA HHPY3HUS MOIXOIAIIEr0 00beMa Co
CKOPOCTBIO TPHOIM3UTENHLHO 30 MIT/4.

[Ipemapatsl, MOIXOAAIINE AT BBEACHUS B TJIa3, BKIIOYAIOT IVIA3HBIC KAaIUTH, B KOTOPHIX aKTHBHBIA HHIpe-
JIUCHT PACTBOPEH WM CYCIICHIWPOBAH B MOIXOJAIIEM HOCHTEJIE, B YAaCTHOCTH, B BOJHOM PACTBOPHUTEINC VIS
AKTUBHOTO MHIPCIAUCHTA.

[IpennovTuTeNnsHO, KOTIa AKTUBHBINA WHTPEIUCHT HAXOJIUTCS B JaHHBIX IpenapaTax B KoHIeHTpanuu 0,5-
20%, npeumytectBeHHo 0,5-10%, B vacTHOCTH pUOIM3UTENBHO 1,5% Mac./mac.

[penapatsl, MOAXOAIINE JUII MECTHOTO MPHUMEHEHUSI B TIOJIOCTH PTa, BKIFOYAIOT JICTICIIIKHU, COJICPKAIIUC
AKTUBHBIN WHTPEIUCHT B OCHOBE C BKYCOBOI JJ00aBKOI, OOBIYHO caxapo30i, U aKaIHIO MIIH TParakaHT, acTHII-
KH{, COJep KAIie aKTUBHBIM HHTPEIUEHT B HHEPTHONH OCHOBE, TAKOH Kak JKeNaTHH M TIHIEPHH, WIH caxapo3y U
aKaIuIo, U TOJIOCKaHUS IS pTa, COEpIKaIIie aKTUBHBIA HHTPEIUEHT B ITOIXOISIIEM KIUIKOM HOCHTEIE.

[Ipemapats! I PEKTaIbHOTO MPUMEHEHHS MOTYT OBITh IPEICTABICHBI B BHJEC CYNIIO3UTOPHEB C ITOIXO-
JiA1Ield OCHOBOM, coJieprkalliei, HarpuMep, Macjiao Kakao Wi CAJIUIINIIAT.

[Ipemapatsl, moAXOAIINE TSI BHYTPHJIETOYHOTO FUIM HA3aJbHOTO MPUMEHEHHWS MMEIOT pa3Mep YacTull,
Harpumep, B uHtepBaie ot 0,1 no 500 MxM (Bkitodast pazmepsl yactull B uHTepBaie ot 0,1 xo 500 MxM npu
NPUPANICHAN B MUKpOHaX, TakoM Kak 0,5, 1, 30, 35 MKM | T.II.), KOTOpbIC BBOISAT OBICTPOI MHraNAnueii depes3
HOCOBOM MPOXOJI WJIM MHTAJSAIMEN Yepe3 POT, YTOOBI JOCTUTHYTh AIbBEOJIIPHBIX MEIIOUKOB. [loaxomsmime mpe-
mapaThl BKIIOYAIOT BOJHBIC WM MAcIlsSHBIC PaCTBOPHI aKTHBHOTO MHTrpeAreHTa. [Ipemnaparsl, mOIXOmsIIHe i
BBEJICHUS a3PO30JICM HJIH CYXUM TOPOIIKOM, MOXHO TOJIYYUTh COTJIACHO MPUHSITEIM CIIOCO0aM U MOXKHO J0CTa-
BUTHh C JPYTUMH TCPANICBTHYCCKHMU arcHTAMH, TAKMMH KaK COCIUHCHUS, PaHEE HCIOIb3yeMbIC IUIS JICUCHUS
WM IPO(PUITAKTUKH COCTOSIHUHN, aCCOIMUPOBAHHBIX ¢ akTHBHOCTHIO BI'C.

[Ipemapatsl, MOAXOSIINE AN BATHHAJIBHOTO MIPUMEHEHHS, MOTYT HaXOIUTHCS B BHJE TECCApPHUEB, TaMIIO-
HOB, KpEMOB, Tellel, TacT, MeH WM IMPerapaToB CIPEeB, COACPKAIMUX KPOMe aKTUBHOTO WHTPEIMCHTA TaKue
HOCHUTEIH, KOTOPBIE H3BECTHHI KaK MOIXOIAIINE B O0JIACTH TEXHUKH.

[Ipemapatsl, moaxoaAmIKe U TApEHTEPAILHOTO IPUMEHEHHS, BKIIOYAIOT BOJAHBIC U HEBOJHBIC CTEPHIIb-
HBIE MHBEKIIHOHHBIE PACTBOPHI, KOTOPBIE MOTYT BKIIIOYAaTh aHTHOKCHIAHTHI, Oy(ephl, 0aKTepHOCTaTUKH U pac-
TBOPCHHEIC BEIICCTBA, KOTOPHIC ACTAIOT MPEMapaT U30TOHHYCCKUM C KPOBBIO MPEAINOJIATEMOT0 PEIMITUCHTA, U
BOJIHBIC Y HEBOIHBIC CTEPHIIBHEIC CYCIICH3UH, KOTOPHIC MOTYT BKIFOYATh CYCICHIUPYIOIINE areHTHl U CTyCTUTE-
JIH.

[pemapatsl IpeACTaBICHBI B OJHOIO3HBIX MM MHOTOJIO3HBIX KOHTCIHEpax, HAlpuUMep 3amasHHbIX aMITy-
Jax ¥ (IIaKOHaX, U UX MOXKHO XPaHUTh B MOJYYCHHOM CYOJIUMAIIMOHHOM CYIIKOH (JHOGUIN3UPOBAHHOM) CO-
CTOSIHUM, TPEOYIOUIEM TOJIEKO JHOOABICHUS CTCPWIIBHOTO JKUAKOTO HOCHUTEIS, HATIPHUMEP BOJBI JUI WHBCKIIHY,
HETIOCPEACTBEHHO Iepe]] MCIONIb30BaHieM. VHbEeKIIMOHHBIE pacTBOPHI Al HEMEIJICHHOTO MPUMEHEHUS IMOJy-
YaroT U3 CTEPUIIHHBIX MOPOIIKOB, TPAaHY U TabJIETOK paHee ONMMCAHHOTO TUMa. [IpennoyTHTe TbHEIMHA YHUDHITH-
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POBaHHBIMH JICKAPCTBEHHBIMHU TIpeTIapaTaMy SIBJISIOTCS T€, KOTOPbIE COAEpKaT CYTOYHYIO 703y WM YHH(DUIH-
POBaHHYIO CYTOUHYIO Cy0103y, KaK MpPEACTAaBICHO BBIINIC B JaHHOM KOHTEKCTE, MM €€ COOTBETCTBYIOLIYIO
(hpakIHio aKTUBHOTO MHTPEIUEHTA.

Crnenyer UMeTh B BHIY, YTO KPOME HMHIPEIMEHTOB, 0CO00 OTMEUEHHBIX BBIIIE, MPENApaThl, COOTBETCT-
BYIOIINE JaHHOMY M300pETEHHUIO, MOTYT BKJIIOYATh JPYTHE arcHThl, IPUHATHIC B 00TACTH TEXHWKH, NMEIOIIUC
OTHOIIIEHNE K TUITy 00CYKIaeMOT0 Mperapara, HapuMep, T€, KOTOpbIe MOAXOAAT AJISI IEPOPAILHOTO BBEICHUS,
MOT'YT BKJIIOYaTh BKYCOBBIE TOOaBKH.

Kpome Toro, m300pereHne mperycMaTpuBacT BETCPHHAPHBIC KOMIIO3UIMH, BKJIIOYAIOIINE IT0 MEHBIIECH
Mepe OIMH aKTHBHBIN MHTPEINEHT, KaK OIpeJeNICHO BhIIIE, BMECTE C BETEPHHAPHBIM HOCUTEJIEM JUIS HETO.

BerepunapHble HOCHTENH MPEACTABISAIOT COOOH MaTepHaibl, HCIOJIb3yEeMBbIE /ISl LIS BBEJCHUST KOMIIO-
3HIUH, ¥ MOTYT OBITH TBEPABIMH, KHUIKHUMHU MM Ta3000pa3HbIMU MaTepHaIaMy, KOTOPBIC B JPYTMX OTHOLIEHUSX
WHEPTHBI WIN NPUEMIIEMbI B 00JIaCTH BETEPUHAPUN M COBMECTHMBI C aKTUBHBIM MHIPENEHTOM. JlaHHbIE BeTe-
pHUHApHBIE KOMITO3UIIMH MOYKHO BBOAUTH MEPOPAIIBHO, ITAPEHTEPATIBHO WK IPYTUM TPEOYEMBIM ITyTEM.

CoequHEHHs, COOTBETCTBYIOIINE N300PETEHUIO, MOXKHO TaKXKe MOIYyYUTh, YTOOBI 00ECTIEYNTh KOHTPOJIH-
pyeMoe BBICBOOOXK/ICHHE aKTUBHOTO MHTPEIMEHTA AJS MOTYYeHHsS BO3MOKHOCTH MEHEE YacTOTO JO3MPOBAHUS
WU A7 ylydiieHns: (JapMakOKHHETHIECKOTO MO UIU Mol TOKCHYHOCTH aKTHMBHOTO MHIPEANCHTA.
Co0TBETCTBEHHO, N300PETEHUE TAKXKe MPELyCMaTPUBACT KOMIIO3UINH, BKIIOUAIONIUE ONHO WK Oolee coenu-
HEHUI, COOTBETCTBYIOIINX M300PETEHHIO, U3TOTOBICHHBIE ISl 3aMEJICHHOTO MIIM KOHTPOJIMPYEMOTO BBICBOOO-
KICHHUS.

D¢ dexTrBHAA 1032 AKTUBHOTO MHIPEIUECHTA 3aBUCHUT MO MEHBIIEI Mepe 0T IPUPOBI COCTOSIHUS, KOTOPOE
Je4ar, TOKCHYHOCTH, UCIIONB3YIOT JIN COeANHEeHne npodmiakTiHyecku (0ojiee HU3KKE J03bI), CIIocoda JOCTaBKU
U (apMaLeBTHIECKOTO Npenapara U OyJaeT olpe/elieHa JIHalllM BpayoM C HCIOJIb30BaHUEM ITPUHSTBIX HCCIIe-
JIOBAaHWH IMOBBIIICHUS 103bl. MOXKHO OXHIATh, 9TO OHA OyneT cocTaBisiTh oT npubmmsurensHo 0,0001 no mpu-
6mmurensHo 100 Mr/kr Maccesl Tena/nens. Kak nmpasuito, ot npubausurensHo 0,01 no npubnmsurensHo 10 Mr/kr
Macchl Tena/nenb. bonee tTunnuno ot npubausurensHo 0,01 1o npubnM3uTeNBEHO 5 MI/KT Macchl Tena/nens. bo-
nee THIMYHO OT npubmu3nuTenpHo 0,05 10 mpubmmsuTensHo 0,5 Mr/Kr Maccsl Tena/neHb. Hampumep, cyTodHas
MOTEHIMAIbHAs 71032 Ul B3POCIIOTO YEI0BEKa MacChl Tena NpuOIn3nTenbHo 70 Kr OyAeT nexarh B MHTEpBAle
ot 1 mo 1000 Mr, mpenmouTuTeIbHO OT 5 10 500 MT U MOXET UMeTh GOPMYy OJHOKPATHOW MIJIM MHOTOKPATHBIX
J03.

IlyTn BBegenust

OmHOo win OoJiee COeMUHEHUH, COOTBETCTBYIOMNX M300peTeHNIO (B JAaHHOM KOHTEKCTE 0003HAYAIOT KaK
AKTHBHBIC MHIPEIUCHTHI), BBOAT JIOOBIM ITyTEM, COOTBETCTBYIOLIMM COCTOSIHHIO, KOTOpoe jevar. [lonxonsmue
MYTH BKJIIOYAIOT NEPOpaNbHBIA, PEKTaNbHBIW, Ha3aJdbHBIH, MECTHBIH (BKJIIOYAsl 3aICYHBIH M IOIBS3bIYHBIN),
BarMHaJbHBIA U MapeHTEPaAIbHbINA (BKIIOYAst ITOJIKOKHBIH, BHYTPUMBIILICUHBIH, BHYTPUBEHHBIN, BHYTPUKOKHBIH,
MHTPATEKaJIbHBIA M SNUIYpaJIbHBIN) U T.1. CleayeT UMeTh B BUJY, YTO MPEANOYTHTEIBHBIA ITyTh MOXET H3Me-
HSTBHCS B 3aBUCHMOCTH, HAIIPUMEp, OT COCTOSIHUS pelunueHTa. [IpenMyIecTBo coeIMHEeHNn i, COOTBETCTBYIOIMINX
JTAHHOMY M300pETEHHIO, COCTOUT B TOM, YTO OHHM OMOJOCTYIIHBI IIPU MEPOPATEHOM BBEJICHUH M X MOXHO JI03H-
pOBaTh IEPOPATBHO.

KoMOuHupoBaHHasi Tepanus

AXTHBHBIC HHTPETUCHTHI, COOTBETCTBYIOIINE H300PETEHHUIO, MOXKHO TaKXKE HCII0JIb30BAaTh B KOMOMHAIINH C
JpYTMMHU aKTHBHBIMH HHTPEIUCHTaMH. JlaHHBIE KOMOMHAINY BBIOMPAIOT HA OCHOBE COCTOSHHS, KOTOPOE JIeUar,
C YUETOM MEPEKPECTHON PEAKTUBHOCTH HHIPETUECHTOB U (hapMaKOIOTHUECKUX CBOHCTB KOMOMHAIINY.

Bo3moxHO Takke 00beANHNUTSH JII000E COeTMHEHNE, COOTBETCTBYIOIIEE H300PETEHHUIO, C OJHUM WIIH Oosee
JIPYTUX aKTUBHBIX MHIPEIUCHTOB B CIMHUYHON JIEKApCTBEHHOH (opme /Ui OZHOBPEMEHHOTO WIIM TI0CIIeI0Ba-
TEJILHOTO BBEJCHUS MarueHTy. KoMOMHMPOBaHHYIO Tepanuio MOKHO NMPUMEHSTH KaK CXEMY OJHOBPEMEHHOTO
WJIY TIOCTIEJOBATEIbHOTO BBeIeHHS. [IpH mocieoBaTelsbHOM BBEJCHUH KOMOMHAIIMIO MOYKHO TIPUMEHSTh B BHJIE
JIBYX HJIH 0OJice BBEIACHUH.

KomOnHMpoBaHHast Tepamnust MOXeET aBaTh "cuHepruio” u "cuHepruiyeckuit a¢ppext”, T.e. addexr, nocrTu-
TaeMbIi, KOTJ]a aKTUBHbBIC HHTPEIUEHTHI HCIIONB3YIOT BMECTE, OomblIe YeM cyMmMa 3((EKTOB, KOTOPBIE SBIAIOT-
Csl Pe3yNIbTaTOM OTAEIBHOTO UCIIONB30BaHMS coequHeHnH. CHHepriudeckuil 3 GeKT MOKET JOCTUTAThCA, KOTa
aKTHBHBIC MHTpeIreHTHI: (1) MoMydaloT COBMECTHO M BBOIAT OJHOBPEMEHHO B KOMOWHHPOBAHHOM IIpemnapare,
(2) mocTaBnAIOT MOOYEPETHO WU TApauIeIhHO B BUAE OTACIBHBIX MpermapaToB, WiH (3) MOCPEICTBOM KaKOM-
6o apyroit cxemsul. [Ipu mocTaBke B depeAyIOmIEHcs: Tepanuy ""CHHEPTHIECKUH d3PPEKT MOKET JOCTUTATHCS,
KOT/1a COCIMHEHHS BBOJAT WIIM JOCTABIIIOT MOCIEAOBATENbHO, HAIPUMED, B OTAENBHBIX TaOJIETKAX, MUITIONIAX
WIN Karcylax Ju00 MOCPEACTBOM Pa3HBIX MHBEKIHUI B OTAENBHBIX mmpunax. Kak mpaBwio, Bo Bpems uepe-
nytomeiicss Tepanuy 3¢ GEKTUBHYIO 103y KaXIOTO aKTUBHOTO WHTPEANCHTA BBOAAT IOCIEIOBATENBHO, T.€. Ce-
pHiiHO, TOTJa KaK MPH KOMOMHNUPOBAHHOH Tepaniu d(pQEeKTUBHBIC 03I IBYX MM OOJiee aKTHBHBIX WHIPEANCH-
TOB BBOJSIT COBMECTHO.

MeTa60/MThI COeIMHEHU I, COOTBETCTBYIOIIUX H300pPeTEeHHIO

Kpome Toro, B 00beM JaHHOTO M300peTeHMs] BXOJAT NPOIYKTH MeTabo3Ma in vivo COeIMHEHHH, OIu-
CaHHBIX B JAHHOM KOHTEKCTe. JlaHHbBIE IPOIYKTHI MOTYT OBITH PE3YJIbTATOM, HAIIPUMEP, OKHUCIICHHS, BOCCTAaHOB-
JICHUsI, THAPOJIN3a, aMUJUPOBAHUSA, 3CTEPHU(UKAIIMY U T.II. BBEICHHOIO COCAWHEHUS, B OCHOBHOM BCIIECTBHUE
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(epmeHTaTHBHBIX NponeccoB. COOTBETCTBEHHO M300pETEHHE BKIIOYAECT COCAMHEHUS, ITOJydeHHBIE CIIOcO00M,
BKITIOYAIOITUM KOHTAaKTHPOBAHUE COCIMHEHHUS, COOTBETCTBYIOIIETO TaHHOMY H300PETCHUIO, C MICKOTTATAOIINM
B TIEPHOJ BPEMECHH, JOCTATOUYHBIN U TIOTyYEHHUS MPOAYKTa ero MeTabonm3Ma. [laHHbIe IPOIYKTHI, KaK MPaBH-
110, HACHTHMUIMPYIOT IyTEM IONYYCHHS HECYIIEr0 PaIHOaKTHBHYIO MeTKy (Hampumep, C'* mmn H?) coenune-
HUSI, COOTBETCTBYIOIIETO HM300pPETEHHUIO, €r0 MapeHTEepaTbHOrO BBEACHHS B OIPEIEIIeMON o3¢ (Hampumep,
Oomnpire yeM MpuOIU3NTENbHO 0,5 MI/KT) )KMBOTHOMY, TAaKOMY KakK KpbICa, MBIIIb, MOPCKas CBHHKA, 00e3bsHA
WII YeNIOBEK, MPEJOCTABICHHU JOCTATOYHOTO BPEMEHH ISl MIPOTEKAHMI MeTa0oaM3Ma [MeTaboInIecKoro mpe-
BpamieHus| (kak mpasmiio, mpubmm3uTensHo ot 30 ¢ 1o 30 9) u BeIIEICHHUS TPOAYKTOB €T0 MPEBpaIICHUS U3
MOYH, KPOBH U IPYTUX OMOIOTMYECKHX 00pa3loB. JJaHHBIC MPOMYKTHI JIETKO BBIICIUTH, TOCKOJIBKY OHH IO-
MEYEHBI (IPYTHe BBHIICISIOT C UCTIONB30BAHUEM aHTHUTEN, CIIOCOOHBIX CBSI3BIBATH JIMUTOIBI, COXPAHSIONIAECS B
MeTabonute). CTPYKTYphl METaOOIUTOB OMPEACISIOT MPUHATHEIM CIOCOOOM, Hampumep, ¢ momoinbio MC umu
SIMP-ananu3a. Kak mpaBuio, aHaau3 METaOOJIMTOB MPOBOJAT TEM K€ IyTEM, YTO M MPHUHSATHIC HCCIICIOBAHUSI
MeTaboM3Ma JEKapCTBCHHBIX MPEIapaToB, XOPOIIO U3BECTHBIC KOMIICTCHTHBIM CICIIHATHCTaM B O0JACTH TEX-
HUKY. [IpoayKTHI IpeBpalCHHS, TIPU YCIOBUH, YTO UX HHBIM 00pa30M HEe 00OHAPYKUBAKOT in ViVo, HCIOIB3YIOT B
IUAaTHOCTHYECKUX aHalM3aX TEPaleBTHYCCKOTO JO3UPOBAHHUSA COCTHMHEHHUI, COOTBETCTBYIOIIUX H300PETEHHIO,
JTakKe eCIIM OHU caMH I10 ceOe He 00JIaatoT akTHBHOCThIO HHrnoupoBanus BI'C.

W3BecTHBI crIocoOBI OMpEeNieHIsI CTA0MIFHOCTH COSAMHEHHH B MCKYCCTBEHHBIX JKEITYAOYHO-KHIIETHBIX
BhIIesTeHUsIX. COeTMHEHNUS ONPENEISIOT B JAHHOM KOHTEKCTE KaK CTAOMIBHBIC B KEITyJOYHO-KUIIETHOM TPAKTE,
KOoTJa MeHbIIe 4eM mpuOam3uTenpHo 50 Mor.% 3aliImieHHbIX TPYII yTPadMBAlOT 3aIIUTy B MCKYyCCTBEHHOM
KHIIIEYHOM HITH JKETYJOYHOM COKe NpH MHKyOupoBaHUH B TeueHue 1 4 mpu 37°C. TodabKo TO, 9TO COSAUHEHUS
CTaOWIIBHBI B KEIYJOYHO-KUIICYHOM TPAKTE, HE 03HAYACT, YTO OHH HE MOTYT TCHIPOJH30BaThCs in vivo. Doc-
(hoHATHBIC TPOJICKAPCTBCHHBIC (POPMBI, COOTBETCTBYIONINE HM300PETCHUIO, KaK MPaBUIIO, OYIYT CTAaOMIBHEI B
MUIICBAPUTEIFHOW CUCTEME, HO OHH B CYIICCTBEHHOW CTEIICHU THIPOIHM3YIOTCS 10 UCXOJHOTO JICKAPCTBEHHOTO
mpernapara B MPOCBETE MUIICBAPUTEIHFHOTO TPAKTA, ICUCHHU HIIH JPYTOM METaOOJIMYECKOM OpPTaHE WU B KICTKaxX
B IICJIOM.

HNanocTpaTUBHBIE COCOOHI MOTYyYeHHs COeTUHEHNH, COOTBETCTBYIOIIMX H300peTeHNI0

W3obperenne TakkKe OTHOCUTCS K CIIOCOOaM MOJIYYCHUS KOMIIO3UIHHA, COOTBETCTBYIONINX M300PETCHHIO.
Kommozuiuu [puM. iepeB. - COSANHESHHUS| TOTYJal0T JIFOOBIM U3 TPHUMEHUMBIX CTIOCOO0B OPraHUIeCKOro CHH-
Te3a. MHOTHE TaHHBIE CITOCOOBI XOPOIIIO M3BECTHHI B 00MacTH TeXHUKH. OTHAKO MHOTHE U3 M3BECTHBIX CIIOCO-
60B pazpabotansl B pabore Compendium of Organic Synthetic Methods (COOpHHK METOJOB OPraHHMYECKOTO
cuntes3a) (John Wiley & Sons, New York), 1. 1, Ian T. Harrison and Shuyen Harrison, 1971; 1. 2, Ian T. Harri-
son and Shuyen Harrison, 1974; T. 3, Louis S. Hegedus and Leroy Wade, 1977; 1. 4, Leroy G. Wade, Jr., 1980;
T. 5, Leroy G. Wade, Jr., 1984 u 1. 6, Michael B. Smith; a Taxxe B Mmonorpaduu March, J., Advanced Organic
Chemistry, Third Edition (CoBpemennast opranndeckast xumus, 3 u3z.) (John Wiley & Sons, New York, 1985),
Comprehensive Organic Synthesis. Selectivity, Strategy & Efficiency in Modern Organic Chemistry (ITosHbrit
OpraHuYecKuil cuHTe3. M30uparenbHOCTh, cTpaTerus U 3 (HEeKTUBHOCTh B COBPEMEHHON OPTraHUYEeCKUN XUMUH)
B 9 Tomax, ri. Pen. Barry M. Trost, (Pergamon Press, New York, uzn. 1993). [Ipyrue crnocoObl, TOIXOISAIINE
JUTS TIONYyYCHHSI COCIMHEHUH, COOTBETCTBYIOIINX N300pPETEHUIO, ONICAHBI B ITyONIMKAaNK MEKIyHApOIHON Ma-
TeHTHOH 3a1BKku WO 2006/020276.

P mmmocTpaTHBHBIX CITIOCOOOB TONTyYEHHS KOMIIO3UIIHHA, COOTBETCTBYIOIINX M300pETEHHIO, TPEACTaB-
JieH HuKe. JlaHHbIe crocOObI MpeHa3HavYeHb! I WIDTFOCTPAIMK TPUPOABI TaHHBIX MpenapaToB W HE MpegHa-
3HAYEHBI I OTPaHUYEHUS 00beMa MPUMEHIMEBIX CIIOCOOO0B.

Kak mpaBwuito, ycnoBus peakinu, TaKHe KaKk TeMIepaTypa, BpeMsl PEaKIii, pACTBOPHUTEIH, POy PHI 00-
PpabOTKH | T.11., OyAYT TEMH, KOTOPBIC OOIIECU3BECTHEI B YPOBHE TEXHUKH IS OTIPEICIICHHON MPOBOIUMON peak-
tun. [IprBeICHHBI CCHUTOYHBINH MaTepHall BMECTE C MaTEPHUAIOM, IUTHPYEMBIM B JAHHOM KOHTEKCTE, BKITFOYA-
eT JeTaJIbHbIC ONMMCAHUs JaHHBIX ycioBuH. Kak mpaBumio, Temneparyps! OyayT cocraBisth oT -100 no 200°C,
pacTBopuTEN OYAYT HEMPOTOHHBIMHU WM MPOTOHHBIMH, BpEMsI peakiuu OyneT cocTaBisath oT 10 ¢ go 10 gHeit.
O0paboTKa, KaK MPaBUIIO, BKIFOYACT B ceOs ramieHue KaKUX-IMOO HEMpopeardpoOBaBIINX PEarcHTOB C MOCIE-
IYIOIINM pacIpeieIeHHeM MEeX Ty CHCTEMOH BOJIHOTO/OPTaHMYECKOTO CIIOS (SKCTPAKIUEH) U BBIICIICHUEM CIIOA,
BKITIOYAIOIIETO MPOIYKT.

Peakiinm OKUCIIEHUS M BOCCTAHOBJIICHHS, KaK MPABMIIO, IPOBOASIT TPH TEMIepaTypax, OJU3KAX K KOMHAT-
HOM TemmepaType (mpubmmsutensHo 20°C), X0Ts A7 BOCCTAHOBICHUS THAPHIOB METAUIOB YaCTO TEMITEPATYPY
camkaroT 10 0 - -100°C, pacTBopuTenH, KaK MPaBHIIO, SBJSIOTCS HEMIPOTOHHBIMU TSI BOCCTAHOBJICHUH W MOTYT
OBITH JTMOO MPOTOHHBIMH, JINOO HEMPOTOHHBIMH JJIS OKHCIEHUH. BpeMs peakuii mogduparoT Tak, 4ToOBI 0C-
TUTHYTBH TPEOYEMBIX MPEBPAICHUA.

Peaknuu KoHIEHCAIINH, KaK MPABHUIIO, MPOBOAT PU TEMIIepaTypax, OJM3KHNX K KOMHATHOU TeMIIeparype,
XOTS JUII HEPABHOBECHBIX KHHETUYCCKH KOHTPOJIUPYEMBIX KOHICHCAIIUI PacIpOCTPAHEHBI TAK)KE MOHUKCHHBIC
temrepatypsl (ot 0 go -100°C). PacTBopuTenu MoryT ObITh MO0 MPOTOHHBIMH (OOBIYHO B PAaBHOBECHBIX Peak-
[USIX) WM HENPOTOHHBIMY (OOBIYHO B KHHETHUSCKU KOHTPOIUPYEMBIX PEAKIIUAX).

CraHmapTHBIC CIIOCOOBI CHHTE3a, TAKHE KaK a3e0TPOIHOE YAAJICHHE MOOOYHBIX MPOAYKTOB PEaKI[UH U UC-
M0JIb30BaHNE OE3BOIHBIX YCIOBHH peakIuu (HapuMep, CPeIbl HHEPTHOTO Ta3a), OOIMETPUHSTH B 00JIACTH TEX-
HUKHU 1 OyZyT UCIIOJB30BATHCS, KOT/Ia OHU MIPUMEHUMBI.
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Tepmunsl "obpabotanssiii”, "mpouecc odpadotku", "oOpaboTka" M T.N. PU HMCIOJB30BAHUH B CBS3H C
orepanueil XUMHIECKOTO CHHTE3a 03HAYAIOT KOHTAKTHPOBAHUE, CMEIIUBAHKE, IPOBEJCHAC PEAKIIH, CO3JaHHC
BO3MOKHOCTH PEAKIIWH, IPUBEICHUE B KOHTAKT M APYTrHe TEPMUHBI, OOBIYHBIC AJIS 0OJIaCTH TEXHUKH, MpeIHa-
3HaYEHHBIC JJIs TOTO, YTOOBI TIOKA3aTh, YTO OJHY WX 00JIee XUMUYECKUX CTPYKTYp 00pabaThIBalOT TaK, YTOOBI
MIPEBPATUTH €€ B OJHY MW OOJiee NPYruX XUMHUYECKHX CTPYKTYp. DTO O3HAYaeT, UTO BhIpaxkeHHe "oOpaboTka
COCIMHEHUST OJIMH COCMMHEHUEM JIBA" SBISETCS CHHOHHMOM BBIpaXXCHHs '"CO37aHME BO3MOXHOCTH JJISI COCMIH-
HEHUS OJUH pearupoBaTh ¢ COeNWHEHWEM JNBa", "KOHTAKTUPOBAHWE COCIWHEHHUS OJUH C COCJAMHEHHEM JBa',
"MpOBeICHNE PEAKIIUU COCIMHEHUS OJIMH C COSTUHEHUEM JIBa" U IPYTUX BBIPAKECHUH, TPUHSTHIX B 00JIaCTH Op-
TAaHWMYIECKOTO CUHTE3a JUISI KOPPEKTHOTO 0003HAUCHUS TOTO, YTO COCAMHEHNE OnH "00padareiBatot", "BCTymaeTt
B peaknuio”, ""aroT BO3MOKHOCTE pearupoBath’ ¥ T.J. ¢ cOeAMHeHneM aBa. Hanpumep, TepmuH 00paboTka yka-
3BIBACT HA PAI[MOHAIBHBINA U 3(h(HEKTUBHBIN CrIOCO0, B KOTOPOM JAIOT BO3MOXHOCTh BCTYIATh B PEAKIIMIO Opra-
HUYCCKUM XHMHUYECKUM COoeqUHEHUsAM. [loka He yka3zaHO WHaue, MPeAyCMaTPHBAIOT HOPMAbHBIC KOHIICHTPA-
mn (0,01 M - 10 M, kak mpasmio, 0,1 M - 1 M), remneparyps! (ot -100 mo 250°C, kak npaBuio ot -78 1o
150°C, 6onee tummaHo ot -78 no 100°C, eme 6onee Tunmuno ot 0 1o 100°C), peakiMoHHBIE eMKOCTH (KaK Ipa-
BWJIO, CTEKJISTHHBIC, INIACTUKOBBIC, METAJUTHIECKHE), PACTBOPUTEIH, JaBICHH, aTMOC(ephl (Kak MPaBUiIO, BO3-
IyX IUIA peaknuii, HeTyBCTBUTEIBHBIX K KHUCIOPOIY M BOJE, MJIM a30T JINOO apTOH I YyBCTBHUTEIBHBIX K KH-
ciopony Wid Bojie) U T.1. CBelneHusi 0 MOJOOHBIX PEaKIUAX, U3BECTHBIX B 00JACTH OPTaHMYECKOTO CHHTE3a,
WCTIONB3YIOT TPU BEIOOpE YCIOBHHA M obOopymoBaHus st "oOpaboTku" B 3amaHHOM criocobe. B dactHOCTH,
OOBIYHBIN CHEIMAIUCT B 00JIACTH OPTaHMYECKOTO CHHTE3a BBHIOMpaEeT ycloBHS M 000pyIOBaHHE, KOTOPOE, KaK
000CHOBAHHO 0KHJAIOT, TO3BOJIIET YCIICIIHO MMPOBOANTH XUMHUUECKUE PEaKITUH, COOTBETCTBYIONINE ONMHCAaHHBIM
mporieccaM, Ha OCHOBE 3HAHHUU B OOJIACTH TEXHUKH.

Mopanpukanuu Kakaod W3 WLTIOCTPATHBHBIX CXEM M B IpUMepax (manee "MILIIOCTPATHBHBIC CXEMBI")
MPUBOJAT K IMOJNYYCHHUIO PA3JIMYHBIX aHAJIOTOB CICIM(PHYCCKUX HIUTIOCTPATUBHBIX MaTepUalioB. Beimenpuse-
JICHHBIC CCHUTKHU, OMUCHIBAIOIINE MTOXOISIINE CIIOCOOBI OPraHUYECKOTO CHHTE3a, MPUMEHHUMBI K JTaHHBIM MOJTHU-
¢dukausM. B kaxma0i U3 WIUTFOCTPATUBHBIX CXEM MOKET OBITh MOJIC3HBIM OTICIUTH MPOIYKTHI PEAKIHH JPYT OT
JIpyTa W/HWIN OT UCXOTHBIX MaTepuanoB. TpebyeMble MPOAYKTH KaKIOH CTaINM WM CEPHH CTaTWil OTACISIOT
W/WIM OYMINAIOT (ajiee OTACNSAIOT) 0 TpeOyeMOU CTeleHH TOMOTEHHOCTH CIOCcO0aMU, IPUHATHEIMU B 00JIACTH
TexHUKU. Kak mpaBuiio, JaHHBIC pa3IeeHus] BKIIOYAI0T MHOTO(hAa3HYI0 IKCTPAKITUIO, KPUCTALIU3AINIO U3 pac-
TBOPHUTENS WIA CMECH PAacTBOPHUTENEH, OTTOHKY, CYONMMAaNHIO WIN XpoMaTorpaduio. Xpomarorpadus MOXKET
BKITIOUATh JIFO00E YHCIIO CIIOCOO0B B TOM YHCIIE, HAPpUMEP, CIIOCOOBI 1 000pyaoBaHue s oOpameHHo-()a30Boi
1 HOpMaJbHO-()a30BOH, IKCKITIO3HOHHOM TI0 pa3Mepy, HOHOOOMEHHOMH, >KHIKOCTHOH XpoMaTorpaguu BEICOKOTO,
CPEITHET0 ¥ HU3KOTO JABJICHUS, IA0OPaTOPHOU aHATUTHYCCKOU, C ICKYCCTBEHHBIM MOJIBMKHEIM clioeM (SMB) u
npenapaTUBHON TOHKO- WM TOJCTOCIOWHON XpoMatorpaduu, a TaKKe CIIOCOObI 1a00paTOpHOH TOHKOCIOWHOU
M 9KCIIpecc-XpoMaTorpadum.

Jpyroii kacc crnoco0oB paz/ieneHus BKII0YaeT 00pabOTKy cMECH peareHTOM, BBIOPaHHBIM ISl TOTO, 4TO-
OBl CBSI3BIBATH WJIM WHBIM 00pa30M JeNaTh OTIACIIICMBIM TPeOYeMbIH MPOIYKT, HEMPOPEATUPOBABIINN UCXOTHBIN
MaTepHual, MOOOYHBIN MPOAYKT pEakiWu M T.NM. JJaHHBIC pearcHTHl BKIFOYAIOT aCOPOCHTHI MM aOCOPOCHTHI,
Takye KaKk aKTUBUPOBAHHBIN YTOJIb, MOJIEKYJISIPHBIE CHTa, HOHOOOMEHHBIE Cpebl U T.1. ATBTEpHATHBHO peareH-
TBI MOTYT TIPEICTABIIATE COOOW KHUCIOTHI B CIydae OCHOBHOTO MaTepHalia, OCHOBAHHUS B CIy4ae KHCIOTHOTO Ma-
Teprana, CBSI3BIBAIONINE PEareHThl, TaKWe KaK aHTHUTENa, CBS3BIBAIONINE OCNKH, M30MpaTeNbHbIe XeIaTophl, Ta-
KM€ KaK KpayH-3QUPHI, )KUIKUES/KUIKHE HOHHBIE SKCTPaKIHOHHbIe peareHTsI (LIX) wim uM nomoOHbIe.

Br160p COOTBETCTBYIOIINX CIIOCOOOB pa3lesieHHs] 3aBHCHUT OT MPHPOJBI BKIOYEHHBIX MaTepuanoB. Ha-
IpUMeEp, TEMIIepaTypa KUICHUS U MOJICKYJISIpHAs Macca IPU OTTOHKE M CYOJIUMAINU, HAJTMYUE WIH OTCYTCTBHE
(hYHKIIMOHATBHBIX TPYII B XpoMaTorpaduu, CTaOMILHOCTh MAaTepPHAIOB B KUCIIOW M IIEIOYHONW CpPEeiec B MHOTO-
(ha3HOI 3KCTpaKIK U T.II. KOMIIETCHTHBIN CIIEIMATICT B 00JACTH TEXHUKH OyIET MPUMEHSTH CIOCOOBI, KOTO-
pBIe ¢ HanOOoIBIIEH BEPOSITHOCTHIO TIO3BOJISIIOT JOCTUTHYTh TPEOYEMOT0 pa3aeeHus.

OTIenbHbIA cTepeon30Mep, HaPUMEp SHAHTHOMED, B CYILIECTBEHHOW CTETIEHH CBOOOHEIN OT CBOETO CTe-
peonsoMepa, MOKHO TOJIyYHTh MyTEM pa3JesieHus] PalleMUYECKOH CMECH C HCIIOJIb30BAaHHEM TaKOTo Crocoda,
KaK IMOJTy4eHHEe JHacTePEOMEPOB € TOMOIIBIO ONTHYECKH aKTUBHBIX Pa3/IeiIOIINX areHTOB (CM. CTaThio Stereo-
chemistry of Carbon Compounds (Crepeoxummst yrieponusix coenunenuii), (1962) E. L Eliel, McGraw Hill;
Lochmuller, C. H., (1975) J. Chromatogr., 113:(3) 283-302). Panemmueckne cMecH XHUPAIbHBIX COSAMHCHHIM,
COOTBETCTBYIOIINX M300PETEHUIO, MOYKHO Pa3IeIUTh U BBIICIUTD OIXOISAIIMM CIlocoO0oM, BKimrodas: (1) oOpa-
30BaHME MOHHBIX JAWACTEPEOMEPHBIX COJIEH C XHMPaNbHBIMH COCTMHEHUSMH U pa3jieieHne (HpakIMOHHON KpH-
CTAJTU3allel WU OPYTUMH criocobamu, (2) oOpazoBaHUe JUACTEPEOMEPHBIX COSTUHEHUH ¢ XUPAIBHBIMH JePH-
BaTH3UPYIOIIUMH pearcHTaMHu, pa3/icjCHUE AUACTCPECOMEPOB U MPEBpAIlCHHE B YHUCTHIC CTEPEOU30MEpHI H (3)
pa3zeneHue B CyIIECTBEHHOM CTENEHH YHCTHIX MJIM OOOTAIIEHHBIX CTEPEOM30MEPOB HEMOCPEACTBEHHO B XH-
PANBHBIX YCIIOBHSIX.

B pamkax crnoco6a (1) quactepeoMepHBIC COJIH MOXHO MOTYYHThH IMMyTEM PEaKIMH SHAHTHOMEPHO YHUCTHIX
XUPAITBHBIX OCHOBAHWH, TAKUX KaK OpYIWH, XWHUH, d(eJpHH, CTPUXHUH, O-MeTHI-B-peHmmTrnamMul (amdeTa-
MUH) U T.II., C ACHMMETPUYHBIMH COCTHHCHUSIMH, HECYIIUMHU KHCIOTHYIO (PYHKIIMOHATBHOCTh, TAKUM KaK Kap-
OOHOBasI KUCIIOTA U CYITh(POHOBAs KHCIOTa. MOXHO BBI3BaTh pa3ieiCHUC TUACTEPCOMEPHBIX COJCH (hPaKIIMOH-
HOW KpUCTAJLIM3AIME NI HOHHON XpoMaTtorpadueit. J{is pa3neneHus ONTHIECKUX N30MEPOB aMHUHOCOEINHE-
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HUH 100aBJICHHE XUPAIIBHBIX KapOOHOBBIX MU CYIb(OHOBBIX KUCIIOT, TAKUX Kak KaM(opcyIb(pOHOBas KHCIIOTa,
BUHHAs KUCJIOTa, MUH/AJIbHAS KUCJIOTa MM MOJIOYHAs KUCJIOTa, MOXET IPUBECTH B pe3yibTare K 00pa30BaHUIO
JINaCTePEOMEPHBIX COJICH.

ATNBTEpHATUBHO COTJIACHO cIOco0y (2) pazmenseMblid CyOCTpaT pearupyer ¢ OJHUM SHAHTHOMEPOM XH-
PATBHOTO COEIWHEHHWsI ¢ 00pa3oBaHWEM auacTepeoMepHoil mapbl (cMm. moHorpadwuio Eliel, E. and Wilen, S.
(1994) Stereochemistry of Organic Compounnds (Ctepeoxumusi opraHuueckux coenuHenwit). John Wiley &
Sons, Inc., ctp. 322). JlmacrepeoMepHble COSTUHEHUS MOXKHO TMOJYYHUTh IyTeM PEaKIMH aCHMMETPUYHBIX CO-
eAWHEHNH ¢ YHAHTUOMEPHO YUCTHIMH XHPANbHBIMU JACPUBATH3UPYIOMINMH PEareHTaMH, TAKUMHU KaK MEHTHIIb-
HBIE TIPON3BOJIHEIE, C MOCIEAYIOINM Pa3JeIeHHEM TUACTEPEOMEPOB U THAPOIU30M C HOIyYeHHEM CBOOOTHOTO
9HAHTHOMEPHO YHCTOTO KcaHTeHa. Crocol ornpeneseHus] ONTHYECKOH YHCTOTHl BKIIIOYAET MOJyYEeHHE XUpPailb-
HBIX CJIOKHBIX 3(DHPOB, TAKUX KaK MEHTUIOBBIH CIOXHEIN 3Qup, HampuMep (-)MEHTHIXIOP(POPMHAT, B IPUCYT-
CTBUU OCHOBAHUS WJIH CJIOXHOTO 3¢dmpa Mormiepa, o-MeTOKCH-0-(TpuTOopMeTII)peHmIaneTaTa (CM. CTaThio
Jacob III. (1982) J. Org. Chem. 47:4165), pauemudeckoii cMecu 1 aHanu3 SIMP-cniekTpa Ha IpUCYTCTBHE JIBYX
aTPONM30MEPHBIX AuacTepeoMepoB. CTaObMIbHBIE AUACTEPEOMEpPHI aTPONIM30MEPHBIX COCIUHEHHH MOXHO pas-
JIETIUTH ¥ BBIICIUTD HOPMaJIbHO- 1 00pamieHHo-(a30Boi XpoMaTorpaduei, ciueays criocodam paszeneHus aTpo-
MMU30MEPHBIX HaQTIIT-N30XUHOIMHOB (cM. Hoye T., WO 96/15111). Crioco6om (3) pameMHIecKyr0 cMeCh ABYX
SHAHTHOMEPOB MOXKHO PAa3JIeNUTh Xpomarorpadueil ¢ NCIOIp30BaHUEM XHPAaBbHON CTarMOHApHON (asel (CM.
moHorpadwuro Chiral Liquid Chromatography (XupansHast skuakocTHas xpomartorpadus), (1989), nmox pen. W. J.
Lough, Chapman and Hall, New York; crareto Okamoto, (1990) J. of Chromatogr. 513:375-378). O6orarmien-
HBIC WM OYHUIIEHHBIE YHAHTHOMEPHI MOXKHO Pa3leiNTh CIIOCO0aMH, HCIOIB3yEMBIMU UIS Pa3/eieHUs APYTHX
XHPANBHBIX MOJIEKYJT C aCHMMETPUIECKHIMHU aTOMaMH yTJIepoia, TAKUMH KaK ONTHYECKOE BPALICHUE W XHUPAJIh-
HBIA JUXPOU3M.

YacTHpIE BapuaHTHl OCYLIECTBICHHS ITyOJIMKallMM MEKAyHApOIHOH maTeHTHOH 3asBku No WO
2006/020276 oTHOCATCS K psiy KOHKPETHBIX COCIMHEHHMH. B 0HOM 4acTHOM BapuaHTE OCYIIECTBICHHUS M30-
OpeTeHHbIE COeTMHEHHS HEe BKIIIOYAIOT CIIEIYIOIINE COSMHEHNS:
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B ApYromM BapHUaHTC OCYHICCTBJICHHUSA I/I306peTeHHLIe COCOAUHCHUS HC BKJIIIOYAKOT COCOHMHCHHC (bOpMyJ'ILI

(X):
z! E‘l g<OH
3
oo DA% o

o) (o) V4

21

WM ero (papMareBTHIECKH MPUEMIIEMYIO COJTh JIMOO MIPOJIeKapCTBEHHYIO hopmy, rae
R, mpencTapseT co60H MUKIOMEHTHII HIIH TPET-0y THIT; Z' BHIOGPAHO W3 CIEAYIONINX CTPYKTYP:

HN-’< Ry
z< Rq Na R,

Rb N
S

R, Ny
= [o) :‘5
Og%

R, mpeacTaBnser co60it METOKCH;

Ry, pencrasmisier coboit H;

R, mpencraBnseT coboit deHmI, KOTOphIi HeoOs3aTenbHO 3aMerieH ogauM wim oonee F, Cl, Br, 1, (Ci)
ankuinoM ik (Cy_g)aTKOKCH; U

A’ umeer 1060€ U3 3HAYCHHIT, OTIPE/ICTICHHBIX B JAHHOM KOHTEKCTE.

B nmpyrom BapumaHTe OCYHICCTBICHHS H300pPETCHUS COCTUHEHHUS, COOTBETCTBYIOIINE H300PETCHHUIO, WC-

KITI0YaroT coetuHenne Gopmyisl (X)
1 o]
z B i_OH
N \A3
&
Rp—-o\r N
O

Z~T

WM ero (papMareBTHIECKH MPUEMIIEMYIO COJTh JIMOO MTPOJIeKapCTBEHHYIO hopmy, rae
R, mpexcrapnser co6oii (C.¢)ankun uin (Cs ) IUKIOAIKKIT; 7' BBIOPAHO 3 CIIAYIOMIHX CTPYKTYP:

HN b
Ry, N -‘—’( Ra N\ Re
Ra N N P
e o, 55:

08
R® npeacTaBisgeT coboi METOKCH;
Ry, pencrasiser coboit H;
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R, mpencraBnseT coboit deHmI, KOTophlii HeoOs3aTenbHO 3aMerieH ogauM mim oosee F, Cl, Br, 1, (Ci)
ankuinoM ik (Cy_g)aTKOKCH; U

A’ umeer n060e U3 3HAYCHHIL, OTIPECICHHBIX B JAHHOM KOHTEKCTE.

B npyrom BapuaHTe OCYMICCTBICHHS H300pPETEHHS COCOUHEHHS, COOTBETCTBYIOIIME H300PETCHHUIO, WC-
KITIOYaIoT coequHeHue Gopmysl (X)

1 o
z H  E-OH
i KR
R_ A
A S N
o) [¢] V4

WK eT0 (papManeBTUUCCKU MPUEMIIEMYIO COJIb JTHOO0 MPOJIEKaPCTBEHHYIO (OpMY, TIe
R, mpesicTapnseT co6oi IMKIONEHTH N TPET-OyTHI; 7' BEIGPAHO U3 CIEAYIONUINX CTPYKTYP:

,< Re

HN
Rb Nﬁ( Ra N\ Rc
Ra Ny’ S >
=~ fo) :S:
Oss

R, mpexacrasnser coboii (C.¢)ankokcu; Ry, nmpeacrasnseT coboii H;

R, mpencrasnser coboit GpeHmI, KOTopelid Heobs3aTenbpHO 3amenien ogauM uinu 6onee F, Cl, Br, I, (C )
ankwioM i (C_)amKoOKCH, 1

A’ umeer n060e U3 3HAYCHHIL, OTIPEJICIICHHBIX B JAHHOM KOHTEKCTE.

B apyrom BapmaHTe OCYIIECTBICHHS H300PETCHUS COEAMHEHHS, COOTBETCTBYIONIHME H300PETEHUIO, HC-
KITI0YaroT coetuHenune Gopmyisl (X)

Z H % oH
N Na3
H m A (X)
RO _fN. N

Zf o] Vi

WK ero (papManeBTUUCCKU MPUEMIIEMYIO COJIb JTHOO0 MPOJICKaPCTBEHHYIO (OpMY, TIC
o 1
R, mpencrapnser co6oii (C;.¢)ankun uan (Cs.¢)IMKI0ANKUI; Z' BEIOPAHO U3 CETYIOMUX CTPYKTYD:

HN.{ Ro

Ry N"‘( R, Ny Rg
Ra Ny A P
s [o) J‘;:
05

R, mpenctapnser coboi (Cy.¢)aIkoKCH;

Ry, mpencrasnser coboit H;

R, mpencraBnseT coboit deHmI, KOTOphIi HeoOs3aTenbHO 3aMerieH ogauM wim oosee F, Cl, Br, 1, (Ci)
ankwioM i (C_)amKOKCH, 1

A’ umeer n060e U3 3HAUCHHIL, OTIPEJICIICHHBIX B JAHHOM KOHTEKCTE.

B apyrom BapmaHTe OCYIIECTBIEHHS H300PETCHUS COEAMHEHHS, COOTBETCTBYIONIHME H300PETEHUIO, HC-
KITI04aroT coequHerne Gopmys (XI)

Ro—ow,

(o]

Z} H  $.on
N a3
1 LK o
)
o Y 4

i €ro (l)apMaIIeBTI/I‘leCKI/I MMpUEeMJIEMYIO COJIb R105(000) MMPOJICKAPCTBCHHYTO (bOpMy, rac
Rp MpCACTaBIIACT coboit MHUKJIOIICHTUI NI TpeT-6yTI/IJ'I; Z1 BLI6paH0 13 CICAYIOIUX CTPYKTYP:

HN.A( Rb
Ra Re

Ry N'-‘( N
Rg Ny S =
= 0 5"":

Ost

R, mpeacTaBnser co6oit METOKCH;
Ry, mpencrasiset coboit H;
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R, mpencraBnseT coboit dheHmI, KoTophlii HeoOs3aTenbHO 3aMereH ogauM mim oosee F, Cl, Br, 1, (Ci)
ankuinoM uih (Cy_g)adKOKCH, U

A’ umeer n060e U3 3HAYCHHIL, OTIPECICHHBIX B JAHHOM KOHTEKCTE.

B npyrom BapuaHTe OCYHICCTBICHHS H300pPETEHHS COCOUHEHHS, COOTBETCTBYIOIIME HM300PETCHHUIO, WC-

KITto4aroT coequHerne Gopmyas (XI):
o]
21,(” e
H N A3
Rp—O _N N } XD

o] (] Y

W eT0 (papManeBTHIECKU an/IeMneMy}o colb TM00 TIpoJIeKapcTBEHHYIO (hopMmy, rae R, mpexacrasiser co-
60it (C¢)ankun i (Cs.¢)UHKI0ANKHT; Z' BRIOPaHO 13 cnez[y}oumx CTPYKTYD:

R, npencrasisier coboii MeTOKCH;

Ry, mpencrarnser coboit H;

R, mpencraBnseT coboit dheHmI, KoTophlii HeoOs3aTenbHO 3aMerieH ogauM wiu oosee F, Cl, Br, 1, (Ci)
ankuinoM uih (Cy_g)adKOKCH, U

A’ umeer m060e U3 3HAYCHHIT, ONPEICTCHHBIX B JAHHOM KOHTEKCTE.

B nmpyrom BapumaHTe OCYHICCTBICHHS H300pPETCHUS COCTUHEHHUS, COOTBETCTBYIOIINE H300pPETCHHUIO, WC-
KITI04aroT coequHerne Gopmyds (XI)

H IL,OH
‘Jf H } D
NN €TI0 (I)apMaHeBTI/I‘IeCKI/I HpI/IeMJ'IeMyIO COJIb J'II/I6O HpOHeKapCTBeHHyIO q)OpMy, rae R HpeZ[CTaBHHeT CO-
601 IKJIOMEHTHI HIH TPeT-6yTH; Z' BHIGpaHO 13 cnez(yfonmx CTPYKTYP:

\é/\g/l\/ \t:(g/
R, mpexacrasnser coboii (Cy_)aIKOKCH;
Ry, mpencrasmsier coboit H;
R, mpencrasnser coboit GpeHmI, KOTophlid Heobs3aTenpHO 3amenien ogauM uinu 6onee F, Cl, Br, I, (C )
ankwioM i (Cy_)aKOKCH, 1
A’ umeer n060e U3 3HAYCHHIL, OTIPEJICIICHHBIX B JAHHOM KOHTEKCTE.

B npyrom BapmaHTe OCYIIECTBICHHUS M300pPETECHMS COEAMHEHUS, COOTBETCTBYIOLINE H300pETCHUIO, HC-
KITI0YaroT coeuHeHne popmyisl (XI)

!:i ;,,OH

R"°U<‘ Prg

WM ero (papMareBTUIEeCKH MPUEMIIEMYIO COJTh JIMOO MPpoJIeKapcTBeHHYIO hopmy, Te:
R, mpexcrapnser co6oii (C.¢)ankun uin (Cs ) IUKIOAIKKIT; 7' BBIOPAHO 3 CIIEAYIOMIHX CTPYKTYP:

HN’( Ro
Ry N Rawm
Ra Ny >
joead L
0%
R, mpencraBnsier coboit (Cy.¢)aIkoKCH;

Ry, mpencrasnser coboit H;
R, mpencraBnseT coboit deHmI, KOTOphIi HeoOs3aTenbHO 3aMereH ogauM win oonee F, Cl, Br, 1, (Ci)
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ankuinoM uih (Cy_g)adKOKCH, U
A’ umeer m060e U3 3HAYCHHIT, ONMPEICTCHHBIX B TAHHOM KOHTEKCTE.
B 4aCTHOM BapHaHTE OCYIIECTBICHUS H300peTeH s Z' BRIGPAHO U3 CICAYIOMUX CTPYKTYP:

P

N=
HsCO N A
=7
Ot
HN—<
cl N=
HyCO N A
Z
Os<
N HN
F N=
S Br N=
HCO. N AN
¢ s HyCO N ASS
7 2
Xy b
s
Me N=
HqaCO. N ASS
=
Ot

B gacTHOM BapmaHTe OCYIIECTBIICHHUS U300pETeHIE NpeaycMaTpuBaeT coenquaenue Gopmymsr (11)

[o]
z! Ta LI/OH
AR b\“/N \R,
/ N Z ; (m
Rz N>‘/,< 4 Q!
= 728 Y

win ero (hapManeBTHYSCKU TMPUEMIIEMYIO colib, The Ry mpencraBisier coboit H, C;-Ceankmi, C,-Ceanke-
Hm, Cy-Cgankuamin, Cgapmn, Cs-CgreTepoapii, BKII0YarImuil ot 1 10 3 reTepoaroMoB, BEIOPaHHBIX U3 TPYIIIEI
rerepoaToMoB, BKirouaromieid N, O u S, i C;-CglIUKIIoanKui, npudeM Ry sBisieTcss He00s3aTeIbHO 3aMeICH-
HBIM OJTHUM M1 Gosiee Ry;

KaKIbli R, HE3aBUCUMO JpYyr OT Apyra mpeicTaBiseT coOoi rano, ruapokcu, uuano, Ceapuntuo, Cs-Ce
rmkoankui, Cqapmi, Cs-CgreTepoapui, BKIOYaromui ot 1 10 3 rerepoaToMoB, BEIOPAaHHBIX U3 TPYIIIBI TeTe-
poaromoB, Brmodatomeit N, O u S, C-Cgankokcu, NRyR;, -C(=O)NRyR;, rae kaxkaplii apuiI U reTepoapuil He-
obs3aTensHO 3amerteH ogauM wiu 6osee C;-CgalKkuiioM, rajio, THAPOKCH, ITHaHO, HUTPO, aMuHO, C;-CsakoKcH,
ranoC,-Ceanxminom unn ranoC,-Cyalkokcu; u

kaxaelid Ry, 1 R; He3aBucumo npyr ot apyra npeactaBisitoT codoit H, Ci-Cgankun umu C-Cgranoanku.

B yactHOM BapmaHTe ocymiecTBiIeHUs u3o0pereHus Ry npeacrasusror coboit Ci-Cgankmi, C,-CgsalkeHUT
wm C-Ceankuami, npuaeM Ry sBnseTcs 3amenieHHBIM CgapuiioM, KOTOPBIH HEOOs3aTEIBHO 3aMEIICH OJTHUM
i 6onee Ci-CgalKuiioM, rajo, TUAPOKCH, ITUaHO, HUTPO, aMuHO, Ci-Cgsankokcu, C;-CgrajJoankuioM WIA Ta-
10C;-Cganmkokcu.

B uwactHOM BapmanTe ocymecTieHus1 n3ooperenus Ry npencraisiior coboit C-Cgaiakui, KOTOPHIA 3aMe-
meH CgapuiioMm, KOTOPEIH HeoOs3aTebHO 3aMelieH oqauM mwin oonee Ci-CgalKiioM, Tajgo, THAPOKCH, IIHAHO,
HUTPO, amuHO, C;-Cgankokcu, C;-Cyranoankmiom win ranoC;-CsaIKoKCH.

B wacTHOM BapuaHTe OCyIIeCTBICHHs nM300peTeHust Ry mpenctaBimsioT coboit (Ci.¢)aikui, 3aMeneHHbINR
(heHUITHPHBIM LUKIIOM, KOTOPBIH HeoOs3arensHo 3amernieH 1, 2 wm 3 C,-Ceankunamu, rano, THAPOKCH, ITHAHO,
HUTPO, amuHO, C;-Cgankokcu, C;-Cyqranoankmiamu wim ranoC,-CgamkoKkcy.

B gacTHOM BapumaHTe OCYIIECTBICHUS M300peTeHust Ry mpeacTaBiseT coboil OeH3MI wiu (EHETHII, KOTO-
phiii Heobs3aTenpHO 3amenieH 1, 2 win 3 C;-CeankuiaaMu, rajno, THIPOKCH, IIHaHo, HUTPo, amuHO, C;-Cg akok-
cu, C-Cgranoankmiamu win ranoC;-CgalIKOKCH.

B wacTHOM BapmaHTe ocymiecTBICHHS H300peTeHus Ry mpeacrapisier coboit H, metwn, T, npommn, Oy-
TWI, IUKJIOMPONWIMETII, 3-OyTeHWT, 2-METHIIPONWI, W3OMPONWI, BHUHWI, IIHC-l-TpomeHmI, TpaHc-1-
NpONeHWI, 1uc-1-0yTeHun, 2-MeTHInporneHwt, 2-QeHunBUHWI, 2-(GeHWIETHHWI, 3-MeTwi-2-0yTeHwmn, 2-
THAPOKCHATWII,  2-THIPOKCH-2-METHJNPONMI, IMaHOMETWJ, MeToKcuMeTwa, N-(2,2,2-tpudropaTwin)-2-
aMUHOATWI, (eHeTm, 2-xmophenetu, 2-prophenermn, 2-MetwidhereTnn, 2-xaop-6-propheneTus, GeHUITHO-
MeTwt, OeHswin, 4-propbensmn, 3-¢ropbensmn, 2-propOeH3mi, 4-IMaHOOCH3WI, 3-IIMaHOOCH3WI, 2-ITHaHO-
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6en3mi1, 4-MeTOKCUOCH3MI, 3-METOKCHOCH3MII, 2-MeTOKCHOeH3MI, 2-0poMOeH3mI1, 2-TpUdTOpMETOKCHOEH3MII, 2-
W30TPOIIOKCHOCH3WI,  2-METHAOCH3WI,  3-METIIOCH3WI, 4-METWIOCH3WN, 2-3TWIOCH3WI,  4-TpUdTOp-
MeTWIOEH3U, 3-TpudTOpMETHIOCH3MII, 2-TPUPTOPMETIIIOCH3NI, 4-XITOPOSH3WI, 3-XJIOPOCH3WII, 2-XJI0POCH3MII,
2,6-mudropbensun, 2-xmop-6-pTopoeH3mI, 2,6-1uxIopOeH3mI, 2-MeTOKCH-6-hToOpOeH3MI, 2,6-TMMETHIOCH3HII,
2,6-mudrop-3-xmopbensmi, 2,6-audTop-4-x1opobeHs3mi, 2-xmop-3,6-mudropobenswn, 2,3,6-tpudTopOben3un, 3-
xyop-2,4-mudropdbensmn,  2-xmop-3,6-mudropbensun,  2,3-auxiop-6-pTopOeH3mwI,  2-HUTpOOCH3WI,  2-
aMUHOOEH3MJI, 2-THCHWUIAMETH, 2-Qpypunmernn, 3-pypwimMerwn, S-TpugTopMeTHadyp-2-uaMeTusn — 5-
TTUPA3OJUIMETHI, 2-0KCA30JIUIAMETHI, 4-METHUITHA30-2-MIMETHI, 3-TTUPUIWI, 2-TTHPUIAMIMETIII, 3-TUAPOKCH-
2-MAPUAWIMETHI,  O-XJNOp-2-NUPUAMIAMETUN,  2-MUPA3MHWIMETHI,  S-MUPUMHUAUHUIMETUN,  2-MUPUMU-
JUHUIMETI, 4-MUPUMHUIUHIIMETHA, (eHmt, 2-trazonmwi, N, N-IHMeTHIaMHHOKapOOHWIMETII, N-METHI-
AMUHOKapOOHUIMETHII, aMUHOKAPOOHIIMETHI, |-IPOIMHMII WA 2-METHATHA30I-4-UIIMCTHIL.
B wacTHOM BapuaHTe OCYyLIECTBICHHS H300peTeHHE MpE/yCMaTPHBACT COC/IMHEHHE dopmysr (111):

1
4 Ts L|<°H
N
/ M
N N
R]/ M z Q'

2b

Y1

z
z?

WM ero GpapMareBTHUECKH IPUEMIIEMYIO COJIb, IIe

R; npencrasnser coboit 1-[N-(2,2,2-TpuTOp3THI)MMHHO|3THI, O,0-AUGTOPhEHETHI, IIMKIONPONHIaIie-
T, Oyranoun, 4,4,4-rpudTopOyranoun, 3,3,3-rpudTopnponmicynbhonu, 3,3-1uMeTHIOYTaHOWI, IIMKIIOIECH-
TAJIAMUHO-KapOOHWI, ITUKJIONPONUIANCTHI, 2-HOPOOpPHAHUTIANECTHI, 2-aMHHO-3,3-TUMETIIIOyTaHOWI, 4-
Metwidhenmn, 4-tpudprtopmeriihennn, 3-tpudropmermiidenun, 2-tpudropMmerwiadeHun  wim - 4-Tpet-
OyTHITHA30J-2-HII.

B gacTHOM BapumaHTe OCYIIECTBICHUS M300peTeHus misi coequHeHus Gopmyasl (I11) Z npeacrapuseT co-
6o0ii O; Y' npeacTaBisieT cobor O; M KaKIbIi 13 72 u 7% MPECTABIISAIOT COOOU BOJOPO/I.

B 4acTHOM BapHaHTE OCYIIECTBICHHs H300peTenus Q' mpencTapiser coGoi BUHIIL

B vacTHOM BapuaHTe OCyLIECTBIICHHS! H300pEeTEeHNE MpeycMaTpuBaeT coequaeHne Gpopmyist (IV)

o

z! rs LI/OH

N
R¢

awvy

WK ero GpapMaleBTHUECKH TPUEMIIEMYIO COJb.

B gacTHOM BapmaHTe OCYIIECTBIICHUS H300pETEHUE MPeaycMaTpuBaeT coenuuenue Gopmys (V)
o

U/OH

Re )

WK ero GpapMareBTUUECKH TPUEMIIEMYIO COJb.
B gacTHOM BapmaHTe OCYIIECTBIICHUS U300peTeHHE MpeaycMaTpuBaeT coenuaenue Gopmymst (VI)
[¢]

u/OH

AN

R¢
VD

WM ero (papManeBTHIECKU IIPUEMIIEMYIO COJIb, TIe

R¢ mpeactasnsier coboit H, C;-Cganxun, C,-Ceankennn, C,-Cqankunmi, Ceapun, Cs-Cgrerepoapuit, BKITIO-
yarouid oT 1 10 3 rerepoaToMoB, BEIOPAHHBIX M3 TPYMIIBI reTepoaToMoB, Bkitodatomeil N, O u S, unn C;-Cg
IUKJIOANIKMIL, Tl Ry, ABseTCs He0OA3aTeNbHO 3aMEeIeHHBIM OJJHUM M Gosiee R,; kaxnplit R, HezaBucumo apyr
OT JIpyra mpeJCTaBisieT co0oi rano, ruapokcu, muano, Ceapuntuo, Cs-Ceumknoankun, Cqapui, Cs-Cq reTepoa-
puII, BKIFOYArONIHid oT 1 10 3 reTepoaToMoB, BEIOPAHHBIX W3 TPYIIIEI TeTEpOaTOMOB, BKItouatomei N, O u S, C;-
Csankokcn, NRyR;, -C(=O)NRyR;, rae xaxIplii apuil U reTepoapiil Heo0s3aTeIbHO 3aMEIICH OJJHIM HITH OoJiee
C,-Cgankunom, rano, THOPOKCH, LHaHO, HUTpo, amuHo, C;-Cgankokcu, C;-Cgramoamkuiaom wmiu raioCi-
C(aIIKOKCH; U

kaxaeid Ry, u R; He3aBucumo npyr ot apyra npeactasisier coboit H, C-Ceanxmn mmm C-Cgramoankui; 1

R; npencrasaser coboit 1-[N-(2,2,2-TpuTOp3THI)MMHHO|3THI, O,0-AUGTOPGhEHETHI, IIMKIONPONHIaIe-
Thn, Oyranown, 4,4,4-tpudropoyranow, 3,3,3-tpudTopnponmwicynbGoHu, 3,3-TMMEeTUI0YTaHOU, IUKIIOTICH-
THJIAMUHOKAPOOHWII, MUKJIOTPONWIALETIII, 2-HOPOOPHAHUIAIETHII, 2-aMUHO-3,3-TUMeTHIOyTaHOWIT, 4-MeTHII-
(henwn, 4-tpudTopmeTrndenu, 3-tpudropmeTiheHw, 2-TprudTOPMETHIPESHIIT WITH 4-TPET-OyTHIITHA30II-2-HJ1.
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B 4acTHOM BapHaHTe OCYIIECTBIEHUS H300pETEHNE TIPENYCMATPUBAET coeannenue popmyist (VII)
2 2

T u |_oH

Ry

VI

WK ero (papMareBTUIECKU MPUEMIIEMYIO COJIb, TJIE

R mpenctaBnsier coboit H, C;-Cgankun, C,-Cyankennn, C,-Cqankunamn, Cgapui, Cs-Cgrerepoapr, BKITIO-
yaroumid ot 1 10 3 rerepoaroMoB, BEIOPaHHBIX M3 IPYyINIBI rerepoaToMoB, BKmodatomed N, O u S, uwmu Cs-
ColMKknoanku, npudeM RyHeoOa3aTebHO 3aMeIleH OJHUM Ui Gosiee Ry;

KaXJbIi R, He3aBHCHMO Npyr oT jpyra mpeicTaBiseT coOoif ramo, ruapokcu, muaHo, Ceapuntuo, Cs-
Cermxmoankui, Cqapmi, Cs-CgreTepoapuii, BKIFOYAIONHK OT 1 10 3 reTepoaTtoMoB, BEIOPAHHBIX U3 TPYIIIHI Te-
tepoatomoB, Bkitouatomieit N, O u S, C;-Cgsankoxcu, NRyR;, -C(=O)NRR;,

TJIe KaXIbIH apuil ¥ TeTepoapiil HeoOs3aTebHO 3aMmereH oqauM i 6osee C-CgalKkuiaoMm, raio, THIAPO-
KcH, ITuaHo, HUTpo, aMuHo, C,-Ceankokcu, C-Cgramoankunom uinu ranoC,-CeallkoKCH; 1

kaxaeid Ry, 1 R; He3aBucumo npyr ot apyra npeactasisier coboit H, C-Ceanxmn mmm C-Cgranoankui; 1

R; npencrasaser coboit 1-[N-(2,2,2-Tpu(TOpITHI)MMHHO|3THI, O,0-AUGTOPhEHETHI, IIMKIONPONHIaIie-
], Oyranown, 4,4,4-tpudropoyranow, 3,3,3-TpudTopnponmwicynbGoHu, 3,3-TMMEeTUI0YTaHOU, IUKIIOTICH-
TUIaMUHOKApOOHWJI, IUKJIOTPONIALCTII, 2-HOPOOPHAHWIANICTHI, 2-aMHHO-3,3-TUMETHIOYTaHOM, 4-MCTHII-
¢ennn, 4-rpudropmernndenun, 3-rpudropmernndenun, 2-tpudropmeTundeHmt win 4-TpeT-0yTHIITHa30I1-2-
170

B wacTHOM BapmaHTe OCYIICCTBICHHS H300pETCHUE MIPEyCMaTPUBACT COCANHCHHIE, KOTOPOE MPEICTABIS-
eT co0oii ero apMareBTHYECKH TPHEMIIEMYIO COJIb.

B yacTHOM BapuaHTE OCYILECCTBICHHUS U300pETCHUE MPEJlyCMaTPUBACT COC/IMHEHHE dopmysr (IX)

z! a® u/OH

R¢

WK ero GpapMaleBTUUECKH TPUEMIIEMYIO COJb.
B gacTHOM BapmaHTe OCYIIECTBIICHUS H300pETEHUE MMPEAyCMaTpUBAET coennHeHue GopmyIs (X)

z!

"

726

HsC
® o

WK ero GpapMareBTHUECKH TPUEMIIEMYIO COJb.
B gacTHOM BapmaHTe OCYIIECTBICHUS N300pETeHIE MpeaycMaTpuBaeT coenuaenue Gopmyms (XI)

z!

2—,
T—0
4

z

ES
\Z\

N
2
<

Hilm

W ero GpapMareBTHUECKH IPUEMIIEMYIO COJIb.
B wacTHOM BapuaHTe OCyIIECTBICHUS H300peTeHne NpeaycMaTpuBaeT coequnenne Gopmyst (XII)

W ero GpapMareBTHIECKH IPUEMIIEMYIO COJIb.
B wacTHOM BapuaHTe OCyLIECTBIICHNS! H300peTeHne npeaycMaTpuBaeT coequnenne Gopmynsr (XIII)

o
Fal ?:« LI<OH
N
/ Re  am
e g z
22 Y

WM ero (papManeBTHIECKU IPUEMIIEMYIO COTIb.
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B wacTHOM BapuaHTe OCYyLIECTBIICHHSI H300pETEHHE MpeycMaTpuBaeT coequaeHne Gpopmyisl (XIV)
o

zt

WM ero GpapMareBTHUECKH IPUEMIIEMYIO COJIb.
B wacTHOM BapuaHTe OCyLIECTBIICHNSI H300peTeHNE MpeaycMaTpuBaeT coequaenne Gpopmysl (XV)

z

WK €ro (papMarieBTHUECKH IPUEMIIEMYIO COJIb.
B wacTHOM BapuaHTe OCYyLIECTBIICHHSI H300pETEHHE MpeIycMaTpuBaeT coequaeHne Gpopmyasl (XVI)

H/OH

2l s
N
. Re v
R1/N z
Y1
2b
z 5V
/
N

WM ero GpapMareBTHUECKH IPUEMIIEMYIO COJIb.
B vacTHOM BapuaHTe OCyLIECTBICHUS H300peTeHne peaycMaTpuBaeT coequnenne Gopmyst (XVII)

~c

WM ero GpapMareBTHUECKH IPUEMIIEMYIO COJIb.
B wacTHOM BapuaHTe OCyLIECTBIICHNS! H300peTeHne npeaycMaTpuBaeT coequnenne Gopmynsr (XVIII)

WK er0 (papMareBTUIECKU PUEMIIEMYIO COTIb.
B yacTHOM BapuaHTe OCYILIECTBICHHS U300pETEHUE MpeIycMaTpuBacT coequaeHue Gopmyisl (XXIV)

2! Ts E/OH
7 23*—(’“ \kf
N.
z

2% Y1

==

R

WK ero (papMareBTUIECKU PUEMIIEMYIO COTIb.
B yacTHOM BapuaHTe OCYIIECTBICHHS U300pPETEHUE MpeycMaTpuBaceT coequaeHue Gopmyisl (XXV)

z! T:t K/'OH
/ ) N
N
R N z
226 Y %)
WK €10 (papMaleBTHYECKH IPUEMIIEMYIO COJIb.
B wacTHOM BapuaHTe OCYIIECTBIICHUS H300peTeHHe npeaycMaTpuBaet coeaunerne Gopmysnl (XXVI)
z! Ts /OH
N
£
Ll VA )

WM eTo (papManeBTHIECKU IPUEMIIEMYIO COTIb.
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B wacTHOM BapmaHTe OCyLIECTBIICHNS! H300peTeHUE MTpeaycMaTpuBaeT coequHenne Gopmysr I
o]

A L| _-OH

. AN
/ Yoo
N
g z at
72 \1

o

WM ero (papMareBTUIECKH MPUEMIIEMYIO COJIb, TIe

R? o3Havaer -C(0)OC,-Cgamkun, -C(0O)OC;-Cgmmrnoankwmt, -C(O)C,-Cgankmin, -C(O)C,-Cgankun, 3ame-
NICHHBIN M0 MCHBIICH Mepe OJHUM 3aMECTHTEIIEM, BEIOPAHHBIM M3 TPYIIIBI 3aMECTUTEIICH, BKITFOYAIOIICH ralo-
reH, aMmuHO rpyny, ¢permi, -C(O)CH,Cs-Cgnmknoankui, Cqapuit, He00sS3aTEIFHO 3aMEIICHHBIA 3aMECTUTEIICM,
BBIOpaHHBIM W3 rpynimbl 3amectuteneii, Brmovaromieil Ci-Cqankumn u CF;, C;-Cy-reTepoapmi, coaepxamuii ot 1
JI0 4 TeTepoaTOMOB, BRIOPAHHBIX M3 TPYIIIBI TETEPOATOMOB, BKItoUaromeid N 1 S, Heo0s13aTeIbHO 3aMCIICHHBIH
Ci-Cgankmmom, -SO,-Ci-Cgankumn, HeEOoOs3aTeIbHO 3aMENICHHBIA IO MCHBIICH Mepe OIHHM TalOTCHOM,
-C(CH3)C=NHC,-Cgankuin, Heo0s3aTCIHHO 3aMEIICHHBI [T0 MEHBIIICH Mepe OJHUM TaJIOTCHOM;

R’ npencrasisier co6oit H mmn (Cy¢)ankmr; Y' npexcrasmsier coGoii O; Z npexcrasmsier co6oii O;

7' 0XBaTbhIBaeTCs CIEAYIOUIEH CTPYKTYpOIl:

Rp N=

Rg N ,
/
Ot

R? mpexncrasnser coboit H win (C_¢)ankoxen;

R’ npexacrasisiet coboit H, F, Cl, Br, I unu (Cy_g)anxwu;

Vie npenacTaBiseT coboit H;

2b N

Z” npexacrasiset coboit H, (Cyg)anmkun, (C,.g)amkenu, (C,.g)aTKuHILT;

Q' npezacrasistetr coboit (Cyg)amkmi, (C,.g)amkeHu, 100 Q' u Z* Bmecre 00pa3yroT HeoOsI3aTeIbHO 3a-
memeHHyto C;-Cgankuiom rpymnmy -(CH,),-(CH=CH),,, tme n=5-8, m=0-1, npu4eM 1Mo MeHbIICH Mepe OJHa U3
-CH,- rpynm MoxeT ObITh 3aMellleHa 110 MeHbIIIeH Mepe OAHOW TpymIoi, BeiOpanHoi u3 rpymn O, NH u -SO,-;

A’ npeacrasiseT coooit H;

R¢ mpeacrasnsier coboit H, C;-Cganxun, C,-Ceankennn, C,-Cqankunmi, Ceapun, Cs-Cgrerepoapuit, BKITIO-
garonuii ot 1 10 3 rerepoaToMoB, BRIOPAHHBIX M3 TPYIIIBI TeTepoaromoB, Bkiodatomieir N, O u S, wim Cs;-
C(LIUKIIOAJIKIIT;

Ry HEOOsI3aTENBHO 3aMeLIEH 10 MEHBIIEH Mepe OMHUM Rg;

Kaxkaoe R, HezaBucumo mpezcraBiseT coOoi rano, ruapokcu, nuaHo, Ceapunro, Cs;-ColHKIIOanKu,
Ceapun, Cs-Cgrerepoapuil, BKIOHaOmMi oT 1 10 3 rerepoaToMoB, BBIOPaHHBIX W3 TPYIIBI I'€TEPOATOMOB,
Briovaroieit N, O u S, C-Cgankoken, NRyR;, -C(=O)NRyR;, rae kaxxaplii apui u rerepoapui HeoOs13aTeIbHO
3ameltensl mo Menbleil Mepe ogHuM C;-Cgankuiiom, rajuo, TUAPOKCH, UAHO, HUTPO, aMuHO, Ci-CsalkokcH,

ranoC;-Ceankunom umu ranoC,;-Ceankokcu, u kaxasiil Ry, 1 R; nesaBucumo npencrasnser coboit H, C;-Ceanxun
i C;-Cgrayoankui,

IIPH YCIIOBUH, YTO COSANHEHHE HE ABNSAETCS COCIMHEHUEM 000 U3 CIeayomux GopMyr:

H
“*( N==g”‘(

KL{AOQ
o A~

Q
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CaezieHys, ITOATBEP)KIAIONINE BOBMOXKHOCTh OCYILECTBICHHS N300peTEeHHS
CxeMbI 1 IpUMepbI

OO01ue acmeKThl JAHHBIX WIUTFOCTPATUBHBIX CIIOCOOOB ONMMCAHBI HIKE M B MpuMepax. KakpIi U3 mpoIyk-
TOB, TOJIyYEHHBIX B CIEIYIOMINX CHOC00aX, HEOOS3aTeNIbHO OTACISIOT, BBIICIISIOT W/WIN OYMIIAIOT HEpe] Hc-
MOJIG30BaHUEM B MOCJIEAYIOUIMX Mpoleccax. Psj MIUTIOCTPaTUBHBIX CHOCOOOB IMOJMYYEHHS COCTUHEHHH, COOT-
BETCTBYIOIINX W300PETEHUIO, MPEACTABICH B JAHHOM KOHTEKCTE, HallpuMep, B HW)KEIPUBEICHHBIX ITpHUMepax.
JlarHBIE CITOCOOBI TIPeAHA3HAYCHBI IS MULTIOCTPALNH IPHUPOABI JAHHBIX CIIOCOOOB MOJTyYeHHS M HE MpeIHa3Ha-
YeHBI JJIs1 OTpaHNUYEHISI 00beMa IPUMEHIEMBIX cIoco00B. HekoTophie coemMHEeHNs, COOTBETCTBYIOIIHNE H300pe-
TEHHUIO, MOXXHO HCIOJH30BAaTh B KaYECTBE MPOMEKYTOUHBIX MPOTYKTOB JUIA HOIXYYCHHUS OPYTUX COCAMHEHUMH,
COOTBETCTBYIONINX HM300peTeHnio. Hampumep, B3amMONpEBpamIeHNEe Pa3NuIHbIX (OCGHOHATHBIX COSAWHEHHH,
COOTBETCTBYIOUTNX H300PETCHHIO, MILTFOCTPUPYIOT HIDKE.

IMosryyeHue NPOMeKYTOUHBIX NPOAYKTOB

[MoxyueHne MpoOMEKyTOYHBIX MTPOILYKTOB (hOC(HOHOBOM KHUCIIOTHI.

1. CuHTe3 W BBLACICHHUE CONMU AUOCH30WI-L-BUHHONW KHCIOTHL MUITWI(1S,2R)-1-aMUHO-2-3TCHIIIITHKIIO
nponas-1-pocdonara:
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PactBop nuoTHI-(N-OeH3mnmuaeHamuHomeTn)-gpocponara (50 r, 196 mmons), Tpanc-1,4-nubpom-2-
oyrena (50 T, 235 MMoJIb) 1 XsTopuaa OeH3UITpUITHIaAMMOHHUS (4,5 T, 19,6 MMouts) B quxitopmetane (1,0 ) me-
pememmBarot npu KT (koMHaTHOH TeMneparype), UCTIONB3ysl MEXaHMYECKYIO MEIIaKy, BO BpeMs 4ero 100aB-
JSIFOT MOHOTHApPAT runpokcuaa nesns (82 r, 490 mmors). [TomydeHHyio B pe3ynbTare cMech IEPEMEIINBAIOT B
TedeHune 18 4, mocie 4ero Jo0aBISIIOT APYTyIO TOPIUIO THIPOKCHIA Te3uss MoHorpuaparta (82 T, 490 MMomb).
TTony4eHHyI0 B pe3ysIbTaTe CMECh NIEPEMENINBAIOT B TeueHne 24 4. 3aTeM COJM OTQMILTPOBBIBAIOT Yepe3 CIIOM
nemuta 521 u mo3BosstoT GunbTpaty nepememuBaThes ¢ 1H Bogaoit HCI npu KT B Teuenne 3 4. [TomydeHHyro
B pe3yJbTaTe cMech GUIBTPYIOT Yepe3 Apyrou cioi menuta 521 u pasnensiroT aBe ¢dasbl punbTpata. OpraHude-
ckyro Qpaxkiuro skctparupyoT 1H Bogno#t HCI (250 mut - 1). Boanble dpakiuu mpoMBIBAIOT TUXIOPMETAHOM
(250 M - 1) m oOBeAMHEHHBIC BOJHBIC (PpaKIUK MEepeMEIUBaOT ¢ TwianeTaroM (500 M) mpU OCTOPOIKHOM
nobasnennn 84 T (1 moms) NaHCO;, a 3arem m30biTka NaCl no Hackrimenus. [Tociie Toro xak moJiy9eHHYIO B
pe3ysbTaTe cMech PUIBTPYIOT Uepe3 cioi nenuta 521 g ynanenus n30biTka NaCl 1 HEeKOTOPOTO KOJMIeCcTBa
YEepHOM CMOJIBL, ZBa CJIOS Pa3/eisFoT U BOAHYIO (DpPaKIHUIO Jlajiee SKCTParupyroT stuianeraroM (250 mi - 2). Op-
TaHUYECKHE IKCTPAKTHI IIPOMBIBAIOT HachIeHHBIM pacTBopoM NaCl (250 mix - 1), o6senunstor, cyniat (MgSOy)
1 KOHIICHTPUPYIOT C ModydeHrueM ~16,5-17 T HEOUUIIIEHHOTO aMHHA.

HeounmeHHplii aMUH 9aCTUYHO OYHMIIAIOT KOJIOHOYHOM XpomaTtorpadueid, ucroms3ys 165-170 r cunuka-
rens myTtem smonuu dtnanetaroM (100%, ~500 mi), a 3atem 5% Metanosiom B stmianerate (~1200 mi). dpax-
IIWH, COJCpIKaIlie IPOIYKT, OOBbEANHSIIOT ¥ KOHIICHTPUPYIOT, YTO AaeT B pe3yibrare 11,5-12 r wacTnuHO o4n-
IIEHHOT'O aMMHa.

K nannomy amuny no6asisror pactBop 18,8-19,6 r (1 mMousb 5kB.) anbeH30m-1-BHHHON KucnoTs ¢ 151,5-
158 mut aneronutpuiia (5-KpaTHO OTHOCUTENBHO KOJIMYECTBA coii). CMech HarpeBaroT, I0Ka OHA HE CTAHOBUTCS
pacTBopoM H MeaneHHo oxnaxaatoT npu KT c¢ nensro mosmyueHus TBepAsIX BemlecTB. Ilocne BhIAEpKUBaHUS B
TE4YeHHEe HOYM TBEPHABIC BEIIeCTBA COOMPAIOT (MIBTPOBAHHEM M NMPOMBIBAIOT alleTOHUTPWIOM. TBepabIe Bele-
CTBa MEPEKPUCTAIUIN3OBBIBAIOT U3 TAKOTO e KoiudecTBa aneroHuTpmia cHoBa mpu KT ¢ momydennem 11,5 T
ONTUYECKU YUCTOM CONH.

Jaunsie 'H SAMP-cnekrpockonuu (300 MI', CD;0D): 6 8,14 (br, 2H), 8,11 (d, J = 1,2 'y, 2H), 7,64 (tt, J
=7,5u 1,2 ', 2H), 7,51 (br t, J = 17,5 'y, 4H), 5,94 (s, 2H), 5,82 (dt, J=17,1 u 9,9 I'u, 1H), 5,32 (dd, J=17,1 n
1,2 T, 1H), 5,13 (dd, J = 10,5 u 1,2 'y, 1H), 4,11-4,26 (m, 4H), 2,11 (m, 1H), 1,33-1,47 (m, 2H), 1,37 (dt,J =
10,2 u 7,2 T'u, 6H); nanHbie 3lp SAMP-cnekrpockonuu (121,4 MI', CD;0D) & 22,55.

AHanuTh4YecKue JaHHBIC: ONTHYECKYI0 YHUCTOTY aMHHA MOKHO ONPENEITUTh IO JaHHBIM 3'p SIMP-
cniektpockonuu amuaa Momepa B JIMCO-dg. [lepexpuctamm3oBaHHbIi MaTepuai (25 MT) pacTBOPSIIOT B CMECH
HaceimienHoro BogHoro NaHCO; (5 mi) m HackimenHoro BogHoro NaCl (5 mur) u aKcTparupyroT cBoOOTHBIH
aMUH C UCTIOIb30BaHUEeM auxiopMeTana (10 M - 2). DKCTpaKThl OTHOKPATHO MPOMBIBAIOT CMECHIO HACBIIIEHHO-
ro BogHoro NaHCOj; (5 mur) u Hackimennoro sogaoro NaCl (5 mu), cymar (MgSO,4) 1 KOHIIGHTPUPYIOT.

K pactBopy ocrartka u N,N-gumerninamunonupuanna (~3,5 mr) B mupunune (0,1 mum) nobasmstor (R)-(-)-
0-MeTOKCH-0-(TpudTopMmeTin)pernnanerunxiopua npu KT. Tlocie nepememmBanmst B Te4eHUe 1,5 9 TUPUIAH
ynapuBaroT u octatok pactBopsitoT B 0,5H HCI (10 M) u stunanerare (10 mun). Ilocne paszmenenus qByX cioeB
opraHuYecKuid cioi mpombiBatoT Bomoi (10 ma - 1) n HaceimeHHBIM BoaHbIM NaHCO; (10 mi - 1), cymar
(MgSO,) u xonuentpupy:ot. Ipu *'P SIMP-cnekrpockomuu octatka B JJMCO-d, sKenaTenbHblit aMu | HOSBIIS-
ercs mpu 23,00 MIJITMOHHBIX JOJEH, TOTJIa KaK HeXeJlaTeIbHbINA aMu NOosBIIseTCs npu 22,79 MIUITMOHHBIX J0-
Tei.

[=}

2. [Tony4enne MpOMEKYTOTHBIX MTPOTYKTOB (POCHOHOBOH KHUCIOTHI:

o}
H CbzHN, J-OEt

(¢}
N
2, !l-‘\oc;f‘ CbzC / NayCOy om Nal /Py
Tuoxcan | Hy0 115 °C, 10 wac.
80% 75%

o]
CbzHN, Il _oFt
3R

Amuu I (9,0 T, 41,1 MMmoib) pacTBopsitoT B 1,4-nmuokcane (100 mir). PactBop Na,CO; (13,1 1, 123,3 MmoIb)
B H,O (50 M) 100aBIISAIOT K pEakIMOHHOM cMecH U nepeMemuBaroT B TeucHue 5 muH mipu KT. [Tocne modasie-
Hus 6ensmixiaopdopmuarta (8,4 T, 49,3 MMOIIB) peakIMOHHBIN pacTBOp nepemernnBaioT npu KT B TedeHune HOun.
Opranndeckyro ¢a3y paszBogiat EtOAc u skctparupyoT H,O u coneBbiM pactBopoM. Opranudeckyio ¢asy cy-
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mat Hax MgSO,. Konnenrpupoanune gpuibrpata, mosrydeHHOTO TIpH ynaneHnn MgSO, BakyyMHOW GUIIbTpanu-
eli, maeT Macio, u3 KOToporo coemuuenue 11 BBIIEnsMoT KoJIoHOYHOH Xpomatorpadmueit (SiO,, 20% EtOAc B
reKcane) B Buje npospavnoro Macina (11,6 t, 80%), nanusie 'H SAMP-cnekrpockonuu (300 MI', CDCly): 6 7,33
(s, 5H), 6,05 (dt, ] =9,9, 17,1 I', 1H), 5,65 (d, J = 23,7 'y, 1H), 5,31 (d, J = 17,1 'y, 1H), 5,06 (m, 3H), 4,06
(m, 4H), 2,09 (m, 1H), 1,73 (m, 2H), 1,15 (dt, J = 8.1, 26,4 T'u, 6H), nannsie *'P SIMP-cnekrpockomuu (121,4
MI', CDCly): 6 23,7.

IIpomexyrounsrii nmpoaykt II (11,6 T, 32,9 mmons) u Nal (24,5 1, 164,3 MMoIb) pacTBOPSIIOT B MAPHUANHE
(110 mu). Peakimonnsiit pactop HarpeBarot 110 115° C B Teuenne 10 4. [Tocie oxmaxnenus cHoBa 10 KT peak-
IIMOHHBIN PacTBOP KOHIEHTPUPYIOT IS yAaleHus: nmupuanHa. K HeounmeHHoMy nipoaykry gobasisior H,O(50
wi1). Boxnyro a3y npombiBatoT quaTHIOBEIM d¢upoM (2 x 100 mir). 3atem Boanyro (azy moBoasr mo pH = 2
nobasnenuem 1M HCI (Boxn.). ITpomyxr IIT (7,5 T, 23,0 MMOJTB) BBIIEISIOT ITyTEM SKCTPAKIIUN JUXIIOPMETAHOM
¥ HCTIONB3YIOT HA Cleyromeii cragun Ge3 nanbeiiureii ouncrku. Janusie 'H SIMP-criektpockommu (300 MI ',
CDCl;): & 8,63 (br, 1H), 7,33 (s, 5H), 5,95 (dt, J =9,9, 17,1 T'u, 1H), 5,65 (d, J = 23,7 I', 1H), 5,31 (d, J =17,1
', 1H), 5,06 (m, 3H), 4,06 (m, 2H), 2,09 (m, 1H), 1,73 (m, 2H), 1,23 (dt, J = 8,1, 26,4 I'n;, 3H), manmsre °'P
SAMP-cniextpockornmu (121,4, MI', CDCly): § 24,6. XKX/MC = 326 (M'+1), 348 (M'+Na).

3. [ToydeHne MpoMeKyTOYHBIX TIPOAYKTOB (hOCHUHOBON KUCIIOTHI.

Oomas cxema moaydeHus HOCHOHOBOH KUCIOTHI MMOKa3aHa HIbKe, HauuHas ¢ coenuneHus 111 (cm. cxemy 1).

Cxema 1

1o

0 o
H
oo, LBl 1. (COCH, PhMe  coziv,, ,“7(25‘ s e, D

\DH ——————————e—e.
2, RLimmRMgBr

AnbrepHaTHBHAs cxeMa (cxema 2) mosrydeHust (oc(hUHOBOM KHCIIOTHI OKa3aHa HIDKE.

Cxema 2

9 9 okt ?/OEY

CbzHN,, P<gi! 1. (COCl),, PhMe ChzHN:,, P<H RX ChzHN,,, P\R

f 2. LIAIH(O-tBu)y f f
1} v

1 ™SI

HaNo,, ﬁLOH

v e, P\R

[Tpomexyrounstit nmponykt ¢pochonosoit kucnots 111 (1,0 1, 3,1 MMOIIB) pacTBOpSIIOT B TOXTyoJie (6 Mi).
JanHsrii pacTBop 3aTteM 100aBisioT mo kKamwsM k (COCL), (1,1 mi, 12,4 mmons) u IM® (47 Mk, 0,6 MMOITB),
pactBopeHHBIM B 6 Mn Tonyona npu KT. ITocne nepememmuBanus B Teuenue 1 1 npu KT peaknuro KOHLEHTpU-
PYIOT U TPIKIABI MOABEPTaOT a3€0TPOMHOMY MNEPEMELINBAHUIO C TOJIYOJIOM C MOIYYEHHEM HEOUHUIIEHHOIO CO-
equnenus [V B Buge mMacia.

[MonyueHnnslii B pe3ysibTaTe TeMHBIH BI3kuid ocraTtok B TI'® (20 mi) nepememusator npu -78°C npu go-
6asennn 1,0 M LiAIH(O-tBu); (23,5 mu, 23,5 mmons) B Teuenue 10 muH. PactBop Harpesator 1o KT B Tede-
aue 30 muH. Peaknmonnyro cMmech oxmaxaaroT 10 0°C u racat 1H HCI temneparypsr npaa (200 mo). [Ipoaykr
aKcTparupyrot gupom (200 M - 2) u opranuueckue paknuu npomeBaror 1H HCI temnepatypsr npaa (100
M) 1 H,O (100 mi). TTocne cymkn (MgSO,) 1 KOHIICHTPUPOBAHUS OPTAaHUIECKOW (PPAKITUH OCTATOK OYHIIAIOT
KOMOHMAKCIIpecC KOJIOHOYHOW XpoMmaTorpadue, NCIOIb3ysl TeKCaH/3THIT alleTaT B KauyeCTBE DIIIOCHTA C TOoIyde-
uueM coequnenust 1V (1,89 r, 78,3%), nauusie 'H SAMP-cnektpockomuu (300 MI'u, CDCl;): & 8,14 (bs, 1H),
7,35 (s, 5H), 6,22 (s, 1H), 5,89 (m, 2H), 5,39 (bd, J = 11,7 ', 1H), 5,30 (s, 2H), 5,21-5,104 (m, 3H), 4,13 (m,
2H), 2,16 (m, 1H), 1,72-1,66 (m, 2H), 1,31 (m, 3H). >'P (121,4 MI'u, CD;0D): & 32,311, 29,241.

[MomyyenHnyro B pe3yipraTe (POCHHHOBYIO KHUCIOTY CBS3BIBAIOT C AMIIENTHIHBIM MPOMEXKYTOYHBIM MpPO-
IYKTOM, KaK [TOKa3aHo Ha cxeMme 3.
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Cxema 3
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4, HOHy‘IeHI/IG JUTICOTUAHBIX ITPOMEKYTOUYHBIX IMTPOAYKTOB.
A. Cunres IMPOMEIKYTOYHOTO IPOAYKTa (bCHI/IHXI/IHOHI/IHLlI/IHeHTI/IL[.

H Mo

¥ © _o N O
N, e
- PPhs, DIAD, TT® ‘ #
> o,
., 10
oH m° °
°
oc

Cranus 1. Xunonu (7,6 t, 30,1 Mmois), MetrioBslit agup N-tper-Boc-nmc-4-ruapoxcen-1-nponuna (8,9
r, 36,3 Mmonb) u tpupenmwipochun (17,4 r, 66,3 mmoins) pactBopsror B TT'D (250 mu). Ilocne oxnmaxkmeHus
peakipionHoro pactBopa mo 0°C gobasmstor DIAD (13,4 T, 66,3 MmMoib) B TeueHue 15 muH. Peakuuio nmepeme-
mmBarotT rpu KT B Teyenue 12 4 u pasBogar EtOAc (700 mn) u npomsiBator NaHCO; (Boan.), H,O u coneBbiM
pactBopoM. Opraandeckyio (azy cymat Hag MgSO,. [Tociae KOHIEHTPUPOBAHUS UCTIONB3YIOT KPHUCTAILTU3AIINIO
IUTSL yaasieHust OoJpiei yacTu okcuna tpudenmnpochuna ¢ momompo EtOAc (100 mur) u rekcana (50 M) u
TpeOyeMBIli POAYKT BBIACISAIOT KOJOHOYHOHM XxpomaTorpadueii (SiO,, 70% EtOAc B rexcane) B Buae Macia
(11,9 T, 85%), mannsie 'H SAMP-cniektpockomuu (300 MI', CDCls): & 8,03 (m, 2H), 7,50 (m, 5H), 7,18 (m, 1H),
6,97 (m, 1H), 5,15 (m, 1H), 4,99 (m, 2H), 4,06 (s, 3H), 3,99 (m, 1H), 3,75 (s, 3H), 2,79 (dd, J = 8,7, 14,3 I',
1H), 2,45 (ddd, J = 3,5, 10,7, 13,8 T'wg, 1H), 1,15 (s, 9H), JKX/MC = 479 (M'+1), 501 (M"+ Na).

Cramus 2. I[IpoaykT, OMyYEeHHBIH B BBINIeONMUcanHoW peakmuu (9,6 T, 20,8 MMOIb), pacTBOPSIOT B JIH-
xnopmetane (20 min). 4,0 M HCI B 1,4-nuoxcane (50 mir) MeaneHHO 100aBISIOT K PEaKIMOHHOMY PacTBOpY U
TIO3BOJISIIOT PEAKIIMOHHOMY pacTBopy nepeMemmnBarbes npu KT B Tedenue 5 u. [Tocne koHIEHTpUpOBaHUS

roswe
O P 1) HCl/ Broxcar

2) HATU / NMM / m\m "'EHOMe
N N o]
ra R ol

0T BEICOKMM BaKyyMoM B TeueHre 30 MUH HEOUHIIEHHBIH mpoayKT pacTBopsioT B JIM® (70 mur). Kucnorty (6,1
T, 25,0 mmone), HATU (11,9 1, 31,2 Mmmonb) u N-metmmopdonud (10,5 v, 104,0 MMmomb) 100aBIsIOT K peaKiy-
OHHOMY pacTBopy. PeakimonHsiii pactBop nepeMenmBatoT npu KT B Teuenne Houn U pa3BogaT EtOAc (500 mur)
n npombiBatoT NH4Cl (Bomn.), NaHCO; (BomH.) m coneBbiM pacTtBopoM. Opranumdeckyio (azy cymaT Han
MgSO,. ITocne xorneHTpUpoBanus TpeOyemsrit mpoaykT (10,0 T, 80%) BRIAETSAIOT KOJOHOYHON XpoMaTorpadu-
eit (Si0,, 90% EtOAc B rexcame) B Buie TBepioro Bemectsa. Jannsie 'H SIMP-crextpockomuu (300 MI,
CD;0D): 6 8,33 (d, J =9,6 I't, 1H), 8,09 (m, 2H), 7,74 (m, 3H), 7,65 (m, 1H), 7,52 (m, 1H), 7,24 (dd, J = 2,1,
9,6 I'n, 1H), 5,91 (m, 1H), 5,04 (m, 1H), 4,81 (d, J = 9,0 'y, 1H), 4,76 (d, J = 9,0 ', 1H), 4,46 (m, 1H), 4,23
(m, 1H), 4,06 (s, 3H), 3,99 (m, 1H), 3,75 (s, 3H), 2,99 (dd, J = 9,0, 14,7 I';, 1H), 2,53 (ddd, J = 3,3, 10,5, 13,8
', 1H), 1,42-1,78 (m, 8H), 1,05 (s, 9H). XKX/MC = 604 (M'+1), 626 (M '+ Na).

Cranus 3. CroxHbIi MeTH0BBIH 3¢up (9,2 T, 15,3 MMmoib) pactBopsitor B TT'® (30 muir), MeOH (10 M) u
H,0 (10 mu). LiOH (1,8 1, 76,5 MMoib) 100aBIAIOT K pEaKIMOHHOMY PacTBOPY M MO3BOJISIIOT PEaKIHOHHOMY
pactBopy nepememuBatbes mpu KT B Teuenue 7 u. [Tocne nodasnenus EtOAc (150 mur) anst pasbaBieHus peak-
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IIUOHHOTO PacTBOpa BOAHYO a3y moBoasT mo pH 2
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nob6asnenueM 1M HCI (Boan.). Junentun kucnory VI (8,6 T, 95%) BeinenstoT myTteMm skcrpakiun EtOAc (2 -
100 MJT) M HCITONB3YIOT Ha CICAYIOLICH cTaxuy Oe3 naibHeifmed ounctku. Jauusie 'H SIMP-CIIeKTpOCKOIHH
(300 MI', CD;0D) & 8,38 (d, J =9,6 I'y, 1H), 8,11 (m, 2H), 7,76 (m, 3H), 7,65 (m, 1H), 7,55 (m, 1H), 7,24 (dd,
J=2,1,9,6 I'y, 1H), 5,89 (m, 1H), 5,04 (m, 1H), 4,81 (d, J=8,7 I'y, 1H), 4,76 (d, J = 8,7 ', 1H), 4,46 (m, 1H),
4,23 (m, 1H), 4,06 (s, 3H), 3,99 (m, 1H), 2,99 (dd, J = 9,0, 14,7 T'u, 1H), 2,53 (ddd, J = 3,3, 10,5, 13,8 I'y, 1H),
1,42-1,78(m, 8H), 1,05 (s, 9H). XKX/MC = 590 (M'+1), 612 (M" + Na).

B. Cunres 1-(2-IMKIONECHTHIOKCHKAPOOHUIAMUHO-3,3-IUMETIIIOY THPHIT)-4-[ 2-(2-130nponiIaMuHO-
TI/Ia30J'I—4-I/IH)-7—M6TOKCI/IXI/IHOJ‘II/IH—4-I/IJ'IOKCI/I]l'II/IppOJ'II/IL[I/IH—z— KapOOHOBOW KHCIIOTHI

/>~NH
&Nu
“ PPhg, DIAD, TT®

Eoc

Cranus 1. K pactBopy runpoxcuruazonxunonusa (20,0 r, 63,5 mmois) B TT'® (400 M) nobasnsiior MeTu-
7oBBIH 3¢up nuc-Boc-runpokcurponuna (18,7 r, 76,2 mmons) u tpudpennnpochun (36,6 r, 139,7 mmons). Pac-
TBOp oxnaxaarr 10 0°C u memienno noodasistor DIAD (27 mu, 139,7 mmonb). PacTBopy MO3BOJISIIOT HarpeThest
1o KT B Tedenne 1 4 1 mepeMemnBaioT B Te4eHHE HOUM. PacTBOpUTEND yIaNISIOT IPHU HOHIKEHHOM JaBJICHUN U
HEOYHIICHHYIO PEaKIMOHHYI0 CMECh PACTBOPSIOT B STHJIAIIETATE M SKCTPATrHPYIOT BOJIOMH, a 3aTEM COJIEBBIM pac-
TBOpoM. Opranndeckue KOMIOHEHTHI cymaT Hag MgSQ,, GUABTPYIOT U YAAISIOT pACTBOPUTENH TIPH MTOHUKCH-
HOM JaBlleHWU. HeouuIeHHbIi MaTeprai dIIOUPYIOT Yepe3 CIOW CHITMKArells, UCMONb3Yysl ObICTPBIA TPaJIueHT
(25%-100%) sTmianerara/rekcana, ¢ moxydeHueMm 32,5 T TpeOyeMoro mpoayKTa B BHAE TBEPAOTO BEIIECTBA
KENTOr0 1BeTa, KoTopoe comepkut 10%-15% npumecn tpudennmidochurokcuma. Janneie 'H SIMP-
cnekrpockoruu (300 MI', CDCly): 6 7,98, (d, J = 9,2 T', 1H), 7,46 (m, 2H), 7,37 (d, J = 2,4 T'u, 1H), 1,31 (s,
1H), 7,09 (d, J =9,1 T'u, 1H), 5,26 (m, 1H), 4,96 (m, 1H), 4,62 (t, J = 7,3 I'y, 1H), 5,57 (t, J = 15 I'y, 1H), 3,97-
3,84 (bs, 5SH), 3,76-3,66 (bs, 5H), 2,77 (m, 1H), 2,42 (m, 1H), 2,03 (s, 1H), 1,43 (s, 9H), 1,33 (d, J = 6,4 I'i, 6H).
KX/MC: 543 (M" + 1).
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Cranus 2. K pactBopy metunosoro adupa (30,0 r, 55 mmons) B Metunenxiopuzae (150 mu) npu 0°C no-
oapmsror 4H HCI B muokcane (150 mut). Peaknuu nospossiror Harpethest 10 KT B Teuenue 1 u. [lo mepe mpoTe-
KaHUs peakIHy MPOIYKT OCAXIACTCS U3 pacTBOpa. TBepple BEmecTBa OTGMIBTPOBBIBAIOT U 3aT€M MHOTOKpAT-
HO TPOMBIBAIOT OUITHIOBBIM 3¢dupomM, momydas cons HCl amunaa (20,67 T, 78%) B BUAE KPHUCTAIUIMIECKOTO
TBEPJIOTO BEIIECTBA XKENTOro IBeTa. [laHHbIC 'H SAAMP-cnekrpockonuu (300 MI'u, CD;0D): 6 8,45 (d, ] =9,2
I'm, 1H), 8,35 (s, 1H), 7,85 (s, 1H), 7,79 (s, 1H), 7,45 (d, J = 9,5 'y, 1H), 6,02 (m, 1H), 4,22 (m, 1H), 4,07 (s,
3H), 4,02 (d, J =3,9 I'u, 1H), 3,98 (s, 1H), 3,92 (s, 3H), 3,66 (s, 1H), 3,03 (m, 1H), 2,82 (m, 1H), 1,36 (d, ] = 6,4
I'm, 6H), 1,33 (d, J = 6,4 ', 6H). XKX/MC: 443 (M'+1). K pactBopy comm HCI ammna (20,96 T, 43,8 MMOIE) B
JAM® (300 mur) mpu KT noGaBisitoT MUKIIONEHTHIIKapOaMaT-TpeT-Ieliine kapooHoByro kucioty (13,0 T, 52,6
mmons) 1 HATU (25,0 T, 65,7 mMonb). Peaknuro nepemermusatot B Tedenne 10 mun npu KT u 3arem nobasis-
10T ocHOBaHWe XaHura (45 mi, 262 MMoib) B TeueHue 5 MuH. Peakmuio nepememmBatot npu KT B Teuenue 1 4,
mouuTopupys KX/MC. PactBoputens yoansioT HIpU THOHIKEHHOM IaBICHHHA W OCTAaTOK Pa3BOJIAT JTHIIAICTA-
toM. Peakuuio skcrparupyrot Hacein. NaHCO;, a 3aTemM BoJ0i U coJIeBBIM pacTBOpoM. OpraHudeckre KOMIIo-
HEeHTH cymat Hag MgSO,, TBepble BEUIeCTBA YAAISIOT (QHIBTPOBAHUEM U 3aT€M YIAISIOT PACTBOPHUTENb PU
TMOHM)KCHHOM JIaBJICHUU. HeouuIeHHBIH MaTepral SII0NPYIOT Yepe3 CIOH CHIIMKATrels U yIAICHUS H30bITKa
coJieil. PacTBopuTeNs yAAISAIOT M MPOAYKT MEPEKPUCTAIUIM3OBRIBAIOT M3 JTHJIAIETATa U TeKCaHa C MMOTyYCHUEM
MeTHioBoro 3¢upa aunentuga (23,5 r, 81%) B BuAe KpUCTAJUIMYECKOTO TBEPAOTO BEIIECTBA KEITOTO IBETA.
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JlaHHbIC 'H SAMP-cnektpockonuu (300 MI', CDCls): 6 7,98 (d, J =9,1 ', 1H), 7,67 (s, 1H), 7,51 (s, 1H), 7,27
(s, 1H), 7,16 (d, J = 7,3 T'u, 1H), 5,62 (m, 1H), 5,54 (m, 1H), 5,27 (d, J = 9,7 'u, 1H), 4,81-4,71 (bs, 2H), 4,49
(d, J=12,5 Ty, 1H), 4,28 (d, J = 10 'y, 1H), 4,14 (m, 1H), 4,04 (s, 3H), 3,78 (s, 3H), 3,60 (m, 1H), 2,76 (m,
2H), 2,51 (m, 2H), 1,63-1,50 (m, 10H) 1,26 (d, ] = 6,4 T'y, 6H), 1,07 (s, 9H). XKX/MC: 668 (M + 1).
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Cranus 3. K pactBopy mermiioBoro 3¢upa (21,0 r, 31,5 mmons) B TI'® (300 M) n meranosne (15 mi) no-
0aBIAIOT OPOIIOK THAPOKcUAa uTus (4,5 T, 187 mmonb) B Bome (150 mur). Peakuuio nepemermmsarot npu KT B
TedeHne Hour. OpraHndecKkre PacTBOPHUTEIH YAAIOT IIPH MOHMKESHHOM JaBlIeHUH u oasoaat x1o pH 2-3 10%
HCI B Bozme. PactBop skcTparupyrotr stminaneraroM (2 - 250 mi). OObeIMHCHHBIC OPTraHUYEeCKHE KOMITOHCHTHI
cymat Hag MgSO,, KOTOpHIH yAAISIOT GMIFTPOBAHUEM H YHIAJIOT PACTBOPUTEIH IPH IMOHIKCHHOM JaBICHUN
¢ mosrydeHueM autientuy kapooHoBo# kuciaoTsl VII (19,3 1, 94%) B BHIOEe TBEpIOTO BEIIECTBA JKEJITOTO IIBETA.
Jannsie 'H SIMP-criextpockomun (300 MI'n, CD;0D): & 8,29 (d, J = 9,5 ', 1H), 8,17 (s, 1H), 7,72 (s, 2H),
7,33 (d, J=7,6 T'n, 1H), 5,77 (s, 1H), 4,80 (t, J = 9,1 'y, 1H), 4,77 (d, J= 12 'y, 1H), 4,44 (m, 1H), 4,19-4,04
(bs, 6H), 2,96 (m, 1H), 2,50 (m, 1H), 1,62-1,50 (bs, 8H), 1,35 (d, J = 6,7 ', 6H), 1,05 (s, 9H), XKX/MC: 655
M +1).5.

HoayyeHue TMNeNTHIHBIX MPOMEKYTOUYHBIX NPOIYKTOB

CHHTE3 TUNICIITHIHBIX TIPOMEXYTOYHBIX MPOJAYKTOB MOKA3aH Ha cxeMe 4 U cxeme 5.
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AwmwuH (7,00 T, 28,55 MmMmons) 1 DABCO (1,4-nuazabunmkino[2.2.2]okran) (5,13 T, 45,94 MMoOb) pacTBO-
psitoT B Tosryoste (30 mur). JloGasistror pactBop 6posminxiopuna (10,22 r, 40,01 mmoins) B Tomyone (11 mi). Pe-
aKIMOHHYIO cMech nepeMermBatot mpu KT B Tedenne Houn. Peaknuro passogar EtOAc (210 min) n noGasinsitoT
0,5H HCI (200 mur). [IBa ciiost pa3aenstoT U BOIHBIN ciioi akcTparupyioT EtOAc (2 - 200 mi). O0beTuHEHHbBIE
OpPTaHUYECKHUE CIIOU MPOMBIBAIOT COJIEBBIM pacTBopoM (200 mur), cymat Na,SO,4, QUIBTPYIOT M KOHIICHTPHPYIOT.
HeounrieHHbIH TPOAYKT OYMIIAIOT KOMOMIKCIIpecc-xpomarorpadueii, momydas 12,23 r npoMexXyTOYHOTO TIPO-
nykTa [X ¢ Bexomom 92%.

K pactBopy coequnaenns X (12,8 r, 20,7 mmois) B CH,Cl, (50 mur) go6asmsror 4H HCI B 1,4-mrokcane (50
My, 200 mmoits). PeaknmonHyto cmech mepememunBaroT npu KT B TedeHue 2 4, KOHIEHTPUPYIOT, CyIIAT IO
BakyyMoM B Teuerne 20 MuH u 3aTeM pactBopstoT B CH3;CN (50 mi). Jo6asmsroT Hackmennsiii NaHCO; B H,O
(50 mu1) ¥ IepeMemMBaloT B TeUeHHe 5 MHUH. J[00aBISIOT CBEXKETIPUTOTOBICHHBIA TUKJIONEHTHIIXJIOpQopMHUaT B
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TI'® (50 mi). Peakuus 3aBepmiaercsa B TeueHue 1 4. PacTBopurens yqaasioT IpU MOHWXKEHHOM JABJICHUU U OC-
tatok pasBogar EtOAc. Cmecs nosonsat 1o pH 2 ¢ momomsio 1H HCl n pa3penstor nBa cios. Opranundeckne
CJION TIPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaT Na,SOy4, GMIBTPYIOT M KOHIEHTPUPYIOT C MOIyYCHUEM HEOUH-
meHHoTo Tpoaykra (3,18 1).

Heounmennsiii cioxubiit 3¢up (3,18 r, 5,07 mmons) pactBopsitor B TT'® (25 mm), H,O (25 M) u 3aTtem
nobasmnsitor MeOH (6 mur) u LiOH (660 mr, 25,4 MMouts). PeakiinorHyto cMech nepemermmBaroT ipu KT B Tede-
aue 1 9 u pazBogsat EtOAc. Peakunonnyto cmech nonkucisitor 10 pH 2 1H HCl u paszgenstot nBa cnos. Boausrit
cioit skcrparupytoT EtOAc (2x). O0beaAnHEHHbIE OPraHUYECKHUE CJION TIPOMBIBAIOT COJIEBBIM PACTBOPOM, CYILAT
Na,SO4, KOHIIEHTPUPYIOT U CYIIAT O] BaKyyMoM, noay4das 3,09 r kuciotsl XI.

[TposuH MOXHO OBIIIO OBI CBA3aTH ¢ (HOCHUHATOM C TIOTYUSHUEM TUTICNITHIA, KaK ITOKa3aHo Ha cxeme O.
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6. [Toyuenune 8-xy10p-2-(2-U30MPONUITAMHUHOTHA30JI-4-11T)-7-METOKCHUXUHOHH-4-0J1a.
CuHTe3 8-XJIOpXUHOJMHA TIOKa3aH Ha cxeme 7. Takoi e CHHTE3 MCIOJB3YIOT JUIS ToMydeHus: 8-OpoM-,
(TOpP- ¥ METUITLHBIX aHAJIOTOB.
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8-X710p-4-TUIPOKCH-7-METOKCUXHHOIHH-2-KapOOHOBasT KUCIIOTA.

K pactBopy MeTnn 8-xmop-4-ruipoKcH-7-MeTOKCUXUHOMMH-2-KapOokcunara (36,5 T, 0,145 momnb) B cMecu
1:1 MeOH:TT'® (Bcero 160 mur) mo6asmstor pactBop LiOH (30,5 1, 0,725 mons) B H,O (80 mi). Cmech miepe-
MEIIMBAIOT TIPU KOMHATHOW TeMmIieparype B TedeHue 1 1, korma aHanm3 JKX/MC moka3bIBaeT MOJTHOE TpeBpa-
IICHUE B KApOOHOBYIO KUCIOTY. Peakiuio o0padaTeIBalOT, yAass JETy4Ire COeAMHEHHS U oo s pH pacTBopa
10 6 ¢ momonipto BogHOM 6H HCI. ITonyueHHBIH B pe3ynbTaTe BSI3KHH OCTaTOK (GUIBTPYIOT U CyIIAT Ha JHodu-
nau3aTope B TeueHue 2 qHeH, noiydas 34,4 r (99,6 %) npomykra B BUE TBEpAOro BemecTtsa Oesoro nseta. EI
MS (m/z) 253,9 [M'H].

2-(2-Ina3o-1-0Kco3THII)-8-XIIOp-7-METOKCUXUHOIUH-4 -1 1300y THIIKapOOHAT.

K pactBopy 8-X710p-4-rHIpOKCH-7-METOKCHXHHOJINH-2-KapOooHOBOo# kuciotel (10,2 1, 0,04 mons) B TTD
(400 mur) nobGammsiror TpudTIIIaMuH (12,3 mur, 0,088 Monb) n Tper-Oytmnxnopdopmuar (11,6 mi, 0,088 Moib)
mpu 0°C mox atmocdepoit aprona. Cmech nepememmusarot mpu 0°C B Teuenne 1 4, koraa anamms XKX/MC ne-
MOHCTPHUPYET 3aBEpIICHUE PeaKIuH C MojydeHrneM Tpedbyemoro cmemrannoro anrmapuna. EI MS (m/z) 454,0
[MH].

K peakmmonHo# cmecu anruapuaa no6asisor 1 M pactBop nuazomerana (121 mi, 0,121 mMonb) B quaTH-
noBoM 3(dupe depe3 mIacTUKOBYO BopoHKY mipu 0°C. J[aHHOW cMecH MO3BOJISIOT MEPEeMEITNBATLCS, TTOKa OHa
HArpeBaeTcs 10 KOMHATHOW TEeMIIepaTyphl B TCUCHHE JOTOTHUATENBHBIX 2 4. AHANMHU3 cMecH ¢ momMonibio XKX/MC
JIEMOHCTPHUPYET 3aBEPIICHUE Peakiuu. [leperopoiky yaaasioT U PEaKiHio MEPEMEIINBAIOT B TCUCHHUE JTOMOTHH-
TenbHBIX 20 MUH Tepe]] yIaIeHUeM pacTBOpHUTENs. [1oydeHHBIN B pe3ylbTaTe OCTATOK CYMIAT JOTOJTHUTEIBHO
TI0J1 BEICOKMM BaKyyMOM H MIEPEHOCAT Ha cileayromyko cramuto. EI MS (m/z) 377,9 [MH].

Iomyuyenne nuaszomerana uz3 MNNG: K pactopy 130 mn 40% Bomnoro KOH u 130 mn nustunoBoro
3¢dupa Ha TpAY MobaBIsAOT cycnieH3nto N-meTun-N'-HuTpo-N-aHuTpo3oryanuauHa (18 T, 0,121 Monp) B TeueHue
15 mua. CMeCh MepeMeNMBaoT Ha JIbIY B T€UCHHE JOTIOTHUTEIBHBIX 15 MUH, TIOKa HE MepecTaHyT HaOI0IaTh
BBIJIETICHUE TTy3BIPHKOB. OpraHu4ecKuil CIIOH JEeKaHTUPYIOT B APYTYIO KOOy M XpaHAT Ha rpanyinamMu KOH ms
JABHEHINeTo NCIO0Ih30BaHuUs.

8-X70p-2-(2-(u30nponuiIaMuHO ) THA30JT-4-111)-7 -ME TOKCU X MHOTHH-4-011.

K oxmaxmeHHOMY pocTBOpPY 2-(2-ama3o-1-0kco)-8-X10p-7-MeTOKCUXUHOMUH-4-1I W300yTHI KapOoHaTta
(15,2 1, 0,040 momb) ipu 0°C B TT'D (268 M) memieHHo nodasinstot 48% HBr (23 mi, 0,201 Moinb) B TeueHHe
15 mun. PactBop nepememmBarot npu 0°C B TedyeHue pononHuTeNbHbIX 40 MuH, noka ananu3 JXKX/MC ue ne-
MOHCTpPHUPYET 3aBepllicHHEe peaknuu. Peakiuro oOpadaTeiBatoT nmobasinenuem Boguoro 1H NaOH (180 mu) mpu
0°C, uaro6s1 onBecTr pH BogHOTO Ciost 10 9. Ciom pa3AensioT U BOAHBIN cioi mpoMbiBaioT EtOAc (2 x 200
Mi1). OOBETMHEHHBIC OPTAHUYCCKHUE YKCTPAKTHI TPOMBIBAIOT COJICBBIM pacTBOpoM U cymat Hajx MgSO,. Pactro-
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pHUTETh YAAISIOT B BaKyyMe, rmoirydasi 17,7 T TBeporo Bemiectsa xxenroro 1seta. E1 MS (m/z) 431,9 [MH].

PacTtBOp OpOMKeTOHA, MOJTYYEHHBIH B NPEIIIECTBYIONIEH Peakliy, CyCICHANPYIOT B U30-pomanoie (270
M) 1 HarpesatoT ¢ 4,72 r N-u3onpornuiataoModeBUHEI ipu 72°C B Tedenune 2 4, koraa ananu3 peakiuu JKX/MC
JEMOHCTPHPYET IIOJTHOE IIPEeBpaIIeHIe B TPeOyeMbIil IPOAYKT. Peakiuu mo3BOJSIOT OXJIAIUTHCS 10 KOMHATHOM
TEMIIepaTyphl, YTOOBI CO3aTh BO3MOKHOCTh OCAKIACHUS POAYKTa U3 pacTBopa. Peaknuio nanee oXIaxoaroT 10
0°C B Teuenne 12 4 mepen GuibTpoBaHneM. OUIBTAT MPOMBIBAIOT 3PUPOM U CYIIAT HA JIMOPHIH3ATOPE, TIOTY-
gast 8,03 r TpeGyeMoro HpOAyKTa B BHIE TBEPIOTO BEIIECTBA opamkeBoro usera. Jlammsie 'H SIMP-
cnekrpockorun (500 MI'n, CDCly): 6 8,21 (d, J =9 I'u, 1H), 7,74 (s, 1H), 7,44 (d, J = 10 I'u, 1H), 7,07 (s, 1H),
4,05 (s, 3H), 3,92 (menter, ] = 6 I'n, 1H), 1,25 (d, ] = 7 'y, 6H). EI MS (m/z) 350,0 [MH].
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[TpomexxyTounbIii POAYKT GochoHOBOM KUCIOTHI MOHOATHIIOBBIH ddup (1-OeH3MITOKCHKapOOHUIAMIHO-
2-puHIIITKIIOIpor ) pochonoBoi kucmoThl 111 (415 mr, 1,28 MMob) pacTBOpSIOT B ToIyose (8 mi). JlaHHbBIH
pactBop oxnaxnaroT g0 0°C u mo kamnsam godasisiroT (COCI), (222 Mk, 2,56 MMoinb). 3ateM nobasisior MO
(44 mx, 0,56 Mmmoutp). Peakmuro nmpoBoasaT B Tederue 2 4 npu 0°C U onpenenstor, Korja oHa 3aBEPIIaeTCs 1Mo
naHHbIM °'P SIMP-cnekTpockonuu. JlanHbie 3p SAMP-cnextpockomuu (121,4 MI'u, CDCls): 6 39,0, 38,5, 37,4,
36,5, 17,0, 16,2, 16,0, 15,4.

Peakiuio KOHIEHTPUPYIOT 0 TOXYYEHUS Macia OPaHKEeBO-JKEITOro IIBETa M 3aTEM ITOMEIIAIOT 10T BBICO-
kuit BakyyMm Ha | 4. [TomydeHHSBIH B pe3yibraTe ocTaTok pacTBopsitoT B TT'® (6,4 mir) u 1aHHBIA pacTBOp OXJa-
xnaroT 10 -78°C. 1,4 M pactBop MeTWwIIHTHs B 1uaTHioBoM adupe (1,37 mi, 1,92 mmons). Uepes 40 muH 1o
KaIuIIM JOOAaBISIOT elle MeTHuTHi (456 M, 0,64 MMoITs) n00aBISIOT MO KaruisiM. Yepe3 10 MUH peaknuio
racst mpu -78°C no6asnennem Haceim. NH,Cl (BogH.). Opranuueckyro ¢a3y pazBoaitr EtOAc u 3KcTparupyrT
Haceim. NHyCI (BomH.) u coneBbiM pactBopoM. Opranudeckyro ¢a3y cymat Hag MgSO,. KonuentpupoBanue
¢unbTpara nocne ynaneHus MgSO, BakyyMHOW (DUiIbTpamueil TaeT Maclio OpaH)XEBOTO IIBETa, U3 KOTOPOTO
MPOAYKT BBIACISIOT KOJOHOYHOH Xpomatorpadueit (SiO,, 100% EtOAc) B Bume mpo3paunoro macia (214 wmr,
52% no 2 cragusam), nauusie 'H SMP-cniekrpockormuu (300 MI'n, CDCly): 8 7,33 (s, 5H), 6,09 (dt, J =99, 17,1
I'm, 1H), 5,65 (d, J=23,7 I'u, 1H), 5,31 (d, J = 17,1 I'u, 1H), 5,06 (m, 3H), 4,06 (m, 2H), 2,09 (m, 1H), 1,73 (m,
2H), 1,40 (d, 3H), 1,13 (dt, J = 8,1, 26,4 I'u, 3H), nanubIe 3lp SAAMP-cnekrpockonuu (121,4 MI'u, CDCL;): &
53,7, 50,8. JKX/MC = 324 (M'+1), 346 (M'+Na).

PactBop cnoxHoro ostwioBoro 3dupa (1-OeH3HIOKCMKApOOHMIAMHUHO-2-BUHIIIIUKIOTPOTIFIT ) METHII-
dhocpunoBoit kucioTs! (100 mr, 0,308 mmoas) B CH3CN (7,7 M) oxmaxkaaroT 10 0°C u 1o KarwisiM J00aBisioT
TMSI (220 mxn, 1,54 mmons). Peakmuro HarpeBatoT g0 KT u mepeMemmBaioT B TeueHrue | 4. 3aTeM peaxiiuio
oxnaxaaroT 10 0 °C u mo karisam 106aBistoT gonoaautenbabiii TMSI (110 Mk, 0,77 mMois). Peakuuio Harpe-
BatoT 0 KT u nepememmuBarot B Teuenne 30 muH. Peakiuro cHoBa oxnaxaaroT 10 0°C 1 mo KarmisiM Jo0aBIIsSOT
2,6-mytuauH (360 My, 3,1 mmons). [Toce atoro cnenyer no6aenerne Et;N (1 mut, 7,2 mmoinb) 1 MeOH (4 mu).
3areM peakIfio KOHICHTPUPYIOT B BAaKyyME M HCOUHICHHYI0 aMUHO(DOCPHHOBYIO KHUCIOTY HEMOCPEACTBEHHO
WCIOJB3YIOT B CIEAYIOIIEH PEaKIUH.

PactBop munentuna VII (81 mr, 0,123 mmons) B TT® (2 min) oxnaxmgarot g0 -30°C. K nanHOMY pactBopy
nmobasisitor Et;N (34 mxin, 0,246 mmons), a 3ateM CICO,Et (18 Mk, 0,185 mmons). Peakiuio mepeMeninBaroT
npu temmeparype oT -20°C u -30°C B teyenwme 30 muH. JloGaBmsror momoaHUTIbHBI Et;N (34 Mk, 0,246
mMmoutb) 1 CICO,Et (18 mxim, 0,185 MMob). PeakiimoHHyI0 CMECh MEPEMENINBAIOT B TEUCHUE JTOTIOTHUTEIBHBIX
30 muH nipu Temneparype ot -20 o -30°C. PactBop Heounmniennoit amuHodochunoBoii kucmotrel B CH,Cl, (2
MJT) 100aBIAIOT 1Mo KaruisiM nipu -30°C u peaknuto HarpesaroT 10 KT n nepeMemuBaior B TedeHue 2 4. Peakiuo
racsaT nobasnenue Haceiml. NH,Cl (Bogn.). Opranmdeckyio ¢a3y pazBogsat EtOAc u mociienoBaTesHO MPOMBI-
BatoT Hacheim. NH4Cl (Bomn.), H,O u coneBbIM pacTBOpoM. 3aTeM opraHuuecKyro ¢a3y cymar Hag Na,SO,, xo-
TOPBIN 3aTEM YAAJSIOT BaKyyMHOU (riibTpanucii. @UiIbTpaT KOHICHTPUPYIOT B BAKYYME M OCTaTOK PACTBOPSIIOT
B MeOH (1,5 mur). CoemuiHeHue 1 BBLACISIOT W3 JTaHHOTO pacTBopa obpamieHo-hazoBoit BOXKX (Beicoko3dhdek-
THBHOM KHIKOCTHOM XpoMmarorpadueii) B BHIe TBEPIOr0 BELIECTBA XKeITOro usera (37 mr, 37%), nannsie 'H
SAMP-cnextpockonuu (300 MI', CD;CN): 6 8,50 (m, 1H), 8,11 (d, J = 9,6 I't, 1H), 8,02 (s, 1H), 7,75 (s, 1H),
7,38 (s, 1H), 7,21 (dd, J =2,1, 9,3 I'y, 1H), 7,00 (m, 1H), 6,03 (m, 1H), 5,97 (dt, ] = 6,9, 17,1 I'u, 1H), 5,67 (s,
1H), 5,14 (d,J = 17,1 T'u, 1H), 5,01 (d, J = 11,4 I'u, 1H), 4,63 (m, 2H), 4,44 (s, 1H), 4,17 (m, 2H), 4,08 (s, 1H),
4,04 (s, 3H), 2,74 (dd, J = 7,2, 14,1 T'u, 1H), 2,43 (ddd, J = 3,3, 10,5, 13,8 'y, 1H), 2,08 (m, 1H), 1,24-1,75 (m,
19H), 1,15 (m, 1H), 1,04 (s, 9H), nanHbIc 3lp SAMP-cnekrpockomun (121,4 MI'u, CD;CN) 8 46,6. XKX/MC =
797 (M'+1), 819 (M+Na).
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IIpumep 2. Ilonydyenue coenunenus 2.
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[Ipomexyrounbrit poaykT ¢pochoroBoit kucioTsl 111 (208 mr, 0,64 MMOITB) pacTBOPSIOT B TOJIyoJe (8 mir).
Jannsiii pactBop oxiaxaaioT 10 0°C u mo kamisam gpo6asisrot (COCI), (111 mxa, 1,28 MMonb). 3atem mo6aB-
ot JIM® (22 mx, 0,28 mmons). Peakiuro npoBonsT B Teuenue 2 4 npu 0°C 1 onpenesnsioT ee 3aBeplicHue
110 JaHHBIM ° P SAMP-cniektpockormu (121,4 MI', CDCly): 6 39,0, 38,5, 37,4, 36,5, 17,0, 16,2, 16,0, 15,4.

Peakiuto KOHIIEHTPUPYIOT [0 MOIYYEHUSI MAcla OPaHKEBO-)KEIOTOrO IBETA M 3aTEM MOMEILAIOT MOJ BbI-
cokuii BakyyM Ha 1 4. ITonydeHHbIH B pe3ynabTaTe ocTaTOK pacTBOpstoT B TT'® (6,4 M) U JaHHBINA pacTBOpP OX-
naxnatot 1o -78°C. Pacteop EtLi B qubyTtrnosom adupe (1,7 M, 566 mxi, 0,96 MMoIIb) 1OOABIISIOT IO KaIlIsIM.
Yepes 40 mun mo xamwmsiM nobasisitor eme EtLi (189 ki, 0,32 mmons). Uepes 10 MuH peakimio racsit npu
-78°C nmo6asnennem Hacbiml. NH,Cl (Bogs.). Opranuueckyto ¢asy pasBoasatT EtOAc m sKcTparupyroT HachlIml.
NH,4CI (BoaH.) u coneBsIM pacTBopoM. Opranudeckyto (azy cymat Hax MgSO,.

KonnentpupoBanne ¢uisTpara mocie yaaneHus MgSO, BakyyMHOU (QuibTpanueld qaet mMaciio opamke-
BOTO IIBETa, U3 KOTOPOTO TPEeOYeMBIi IPOIYKT BBIACISAIOT KOJOHOYHOH XpoMaTorpadueit (SiO,, 100% EtOAc) B
BHJIC TIPO3padHOro Macma (67 mr, 31% st Byx crammit), aumsie 'H SIMP-criextpockomuu (300 MI'n, CDCls):
6 7,33 (s, SH), 6,09 (dt, J =9,9, 17,1 T'u, 1H nuacrepeomep 1), 5,94 (dt, J =9,9, 17,1 I'u, 1H nuactepeomep 2),
5,65 (d, J=23,7Tu, 1H), 5,31 (d, J = 17,1 I', 1H), 5,06 (m, 3H), 4,06 (m, 2H), 2,09 (m, 1H), 1,73 (m, 2H), 1,50
(m, 2H), 1,25 (m, 4H), 1,13 (dt, J = 8,1, 26,4 I'u, 3H), nanukIe 3lp SAMP-cnekrpockonuu (121,4 MI'u, CDCl;): &
54,0, 53,6, 51,3, 50,8 JKX/MC = 338 (M'+1), 360 (M"+Na).

PactBop atHnoBoro s¢dupa (1-6eH3MIOKCHKApOOHUIAMUHO-2-BHHUIITUKIOIPOITHAN )ITHIPOCPHUHOBON KH-
ciotel (104 mr, 0,308 mmone) B CH;CN (7,7 mit) oxiaxaatot 10 0°C u o kamsm go6asisiror TMSI (220 Mk,
1,54 mmonb). Peakiuro Harpesatot 1o KT n nepememBaior B TeueHue 4. 3aTeM peakinuio oxyaxaatoT 10 0°C u
1o KaruisiM 100aBistroT pomoauTenbHbI TMSI (110 Mk, 0,77 mMons). Peaknuto HarpearoT 1o KT u mepeme-
mmBaroT B TeueHue 30 muH. Peaknmio cHoBa oxiaxnaroT 1o 0°C u mo kamisiM mobaeistor 2,6-mytuaud (360
Mk, 3,1 mmons). Tlocne atoro cnenyer mobasmenue EtN (1 mo, 7,2 mmons) 1 MeOH (4 min). 3atemM peakuuio
KOHIICHTPUPYIOT B BaKyyMe€ M MOJIYy4YaloT HEOUYHIIECHHYI0 aMHHO(POCHHHOBYIO KHUCIIOTY, KOTOPYIO HCHOJIB3YIOT
HETIOCPEICTBEHHO B CIIEIYIOIIEH PEaKIIUH.

PactBop maumentuma VII (81 mr, 0,123 Mmmonp) B TT'® (2 mi) oxnaxkaaiot 1o -30°C. K ganHOoMy pacTBopy
nobasmstor Et;N (34 Mk, 0,246 mmons), a 3ateM CICO,Et (18 Mk, 0,185 MMoinp). Peakiuio nepeMemunBaoT
npu Temnepatype ot -20 mo -30°C B teuenne 30 muH. K peaknuu mobasmnsior gonoaHuTenbHbid EtsN (34 MK,
0,246 mmomp) u CICO,Et (18 Mk, 0,185 Mmomb). Peakiuio mepemMemmBaOT B TeUSHHUE JOMOJHUTENBHBIX 30
MHH 1ipu Temrepatype ot -20 no -30°C. Ilo kamusim m00aBIISIOT pacTBOp HEOYHIEHHON aMUHO(POCHHHOBOH
kucnotsl B CH,Cl, (2 M) mpu -30°C u peakumto HarpeBatoT no KT. Peakumio racst no6aBieHHEM HaCHILI.
NH,4CI (Boan.). Oprannueckyto dasy pazsoaar EtOAc n npomsiBatoT Hackimn. NH4Cl (Boan.), H,O u coneBbiM
pactBopoM. 3aTeM opraHuueckylo ¢asy cymat Hax Na,SO,, KOTOPBI 3aTeM yAaIsIoT BaKyyMHOW (HIbTpAI-
eil. ®uIbTpaT KOHLEHTPUPYIOT B BaKyyMe U ocTaTok pactBopsitor B MeOH (1,5 muir). CoennHenue 2 BBIICTSIOT
U3 JIaHHOTO pacTBOpa oOpamieHHo-(pa3oBoi BOXX B Buzme TBepnoro Bemectsa xentoro nsera (37 mr, 37%),
nauuele 'H SAMP-cnekrpockomnuu (300 MI'u, CDCl): 6 8,27 (d, J = 9,6 'y, 1H), 8,18 (s, 1H), 7,75 (d, ] = 2,1
I'y, 1H), 7,73 (d, J = 3,9 I'u, 1H), 7,31 (dd, J=2,1, 9,3 I'y, 1H), 5,97 (dt, J = 6,9, 17,1 I'y, 1H), 5,77 (s, 1H), 5,26
(d,J=17,1 Iy, 1H), 5,08 (d, J = 11,4 T'u, 1H), 4,63 (m, 2H), 4,44 (s, 1H), 4,17 (m, 2H), 4,08 (s, 1H), 4,04 (s,
3H), 2,74 (dd, J = 7,2, 14,1 I'u, 1H), 2,43 (ddd, J = 3,3, 10,5, 13,8 I'r, 1H), 2,08 (m, 1H), 1,84 (m, 2H), 1,54 (m,
8H), 1,34 (d, J = 6,3 T'u, 6H), 1,34 (m, 2H), 1,15 (dt, J = 7,8, 18,3 T'u, 3H), 1,04 (s, 9H), naunsie °'P SIMP-
crexrpockoruu (121,4 MT', CDCI): § 50,6. XX/MC = 811 (M'+1), 834 (M'+Na).

[Tpumep 3. [Tomydenne coequHeHMS 3.
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[Mpomexyrounslit npoaykT dpochonooit kucnotsl 111 (386 mr, 1,19 mmois) pactBopsitot B Tonyoste (14,9
min). Jlaunerit pactBop oxnaxaaroT 1o 0°C u mo kamm nobasisttot (COCI), (155 mxa, 1,78 mmons). 3aTem mo-
oapmsiror IM® (20 Mk, 0,26 MMons). Peaknmio npoBoasar B TeueHue 2 49 npu 0°C U ompeiessioT ee 3aBepIie-
HHUE 1O JAHHBIM - P SIMP-cniekTpockonuu. JlaHHBIS 3lp SAMP-cniektpockonmu (121,4 MI'n, CDCl;): & 39,0,
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38,5,37,4,36,6,17,0, 16,2, 16,1, 15,4.

Peakiuto KOHIEHTPUPYIOT [0 MOIYyYEHUs Macia JKeJITO-OpaHKEBOro LBETa M 3aTeM MOMELIAIOT MO BBICO-
Kuid BakyyMm Ha | 4. [TomydeHHBIN B pe3ynbTaTe 0CTaTOK pacTBOpstoT B TT'® (11,9 M) 1 naHHBIA pacTBOp OX-
naxnatot 10 -78°C. 2,0 M pactBop H-BuLi B menTane (595 mxim, 1,19 MMoinb) mobasmnsior mo karsM. Yepes 40
MmuH eme H-BuLi (520 Mk, 1,04 Mmonb) go6aBisrot mo kamisMm. Yepes 10 muH peaknuro racat npu -78°C mo-
6asenneM Hacwi. NHyCl (Bomn.). Opranudeckyro ¢a3y pasBomsat EtOAc m skcrparupyror Hackim. NH,Cl
(BomH.) 1 coneBBIM pacTBopoM. Opranmueckyto ¢aszy cymar Hag MgSO,. KonnenrpupoBanue puiabTparta mocie
ynanennss MgSO, BakyyMHOW (QUIBTpanneil JaeT Maciio OpaH)KeBOTO IBETa, W3 KOTOPOTO MPOIYKT BBIACISIOT
KOJIOHOUHO# xpomatorpadueit (SiO2, 7/3 EtOAc: rekcaH) B BuIe mpo3payHoro macna (243 wmr, 56% B IByX
CTa/IHSX), TaHHBIS 'H SIMP-cniektpockonuu (300 MI'n, CDCls): & 7,35 (s, SH), 6,12 (dt, J =9,9, 16,8 T'u, 1H
muactepeomep 1), 5,96 (dt, J =1 0,2, 16,8 I'u, 1H mguactepeomep 2), 5,33 (m, 2H), 5,09 (m, 3H), 4,11 (m, 2H),
2,01 (brd, J = 6,6 ', 1H), 1,50-1,90 (m, 6H), 1,37 (brd, J = 5,1 ', 2H), 1,26 (xapter, J = 6,2 'y, 3H), 0,9 (m,
3H), gannsie °'P SIMP-cniekrpockormu (121,4 MI'n, CDCLy): & 52,8, 52.4, 50,2, 49.7. KX/MC = 366 (M'+1),
388 (M'+Na).

PactBop sTHIIOBOTO 3dHpa (1-0eH3MI0KCMKapOOHMIIAMUHO-2-BHHIIIIKIONPONIII) 0y THiIhoc(hUHOBOH KH-
cinoThl (364 mr, 0,996 mmorns) B CH;CN (25 M) oxnaxaaroT g0 0°C u mo xarsam gobasistitor TMSI (220 Mk,
1,54 mmonb). Peakiuro Harpesatot 1o KT n nepememBaior B TeueHue 4. 3aTeM peakinuio oxyaxaatoT 10 0°C u
0 KaruisiM 100aBisitoT gonoHuTenbHbI TMSI (711 mxi, 4,98 mmons). Peaknmio marpeBatoT 10 KT u nepeme-
muBaroT B TeueHne 1 4. Peaknuto cHoBa oxmaxaaroT 10 0°C u no karmsM go0asisoT 2,6-mytunud (1 mo, 10,1
MMoutb). Tlocne atoro cneayer mo6asnenne Et;N (1 mi, 7,2 Mmons) 1 MeOH (4 mi). Peaknmro HarpeBaroT 10
KT u 3aTemM KOHUEHTpUPYIOT B Bakyyme. HeounieHHyo cMech HEOCPEACTBEHHO HCIIOJIB3YIOT B CIEAYIOIIEH
peaxuu.

PactBop ucxomuoro aunentuaa VII (100 mr, 0,153 mmoins) B TT'® (2 mur) oxnaxknatot 1o -30°C, EtzN (32
MKk, 0,230 MMOb) 1OOABISIIOT K JaHHOMY pacTBopy ¢ mocienytomum pobasinennem CICO,Et (22 mxki, 0,23
MMoub). Peakiio nmepememmBatot nipu Temneparype ot -20°C o -30°C B teuenue 30 mun. K peakunu nodas-
nsroT pormonHUTeNbHEIN Et;N (32 Mk, 0,23 mMois) u CICO,Et (22 Mk, 0,23 MMois). Peakiiuro mepeMeninBaroT
B Te€4eHUe AoNonHuTenbHbIX 30 MuH npu Temnepatype oT -20°C 1o - 30°C. PacTBop HEOUMIIIEHHOTO MPOIYKTA,
nony4yenHoro Ha craauu 1, B CH,Cl, (2 M) mobasisitor mo xarwisM mpu -30°C u peaknuto HarpeBatot 10 KT.
Peaxmuro racsar go6asnenneM Hackiml. NH,Cl (BoaH.).

Opranndeckyio ¢a3y passoaar EtOAc u sxctparupyrot Hackim. NHyCl (Boan.), HO u coneBsiM pacTBo-
poMm. 3areMm opranmdeckyio ¢asy cymar Haax Na,SO4, KOTOPHIH 3aTeM YAAISIOT BaKYyMHOW (QWIBTpaIfei.
®wIbTpaT KOHIEHTPUPYIOT B BaKyyMe U ocTaToK pacTBopsroT B MeOH (1,5 mur). TpeOyemblid IPOAYKT CBS3BI-
BaHUS BBIACISIIOT oOpamenHo-(azooit BOXKX. /laHHYIO0 peaKIfio CBSI3bIBAHHS MOBTOPSIOT €IIle pa3 Ha TOM XKe
YPOBHE ¥ 00BEIUHSIOT BBIACICHHYIO CMECh IIPOTYKTOB M3 00OMX IOBTOPOB PEAKIIHH.

OOBeTMHEHHBIE IPOYKTHI, MTOJTyYeHHBIE B PeaKIix cBs3biBanus, pacTBopsitoT B CH;CN (5,4 mi) u 3atem
no6asistor 2,6-mytinuH (149 Mk, 1,29 Mmons). JanHsli pactBop oxnaxkaatoT 10 0°C 1 1o KarisiM 100aBIIsIOT
TMSI (184 Mk, 1,29 MmMois). J100aBIsSIOT JOMOTHATENBHBIN 2,6-myTunud (125 mxi, 0,645 mmons) u TMSI (92
MK, 0,645 MMonb) 1 HarpeBatoT peakuuro 10 KT. 3arem peakiuro oxnaxaaor g0 0°C ¥ 1o KaruisiM 100aBIsioT
Et;N (1,5 m, 20,4 mmous), a 3areM MeOH (5 mi). Peakuunio ynapuBaroT B BakyyMe M 3aTeM pacTBOPSIOT B Me-
OH (1,5 mi). Coenunenue 3 BBLAGISIOT M3 JTaHHOTO pacTBopa oOpaineHHo-(a3oBol BIXX B Buae TBepmoro
BEIIIECTBA JkeNToro nseta (86 mr, 33% B IBYX CTaausX), JaHHBIC 'H SAMP-cnektpockomnuu (300 MI'n, CDCls): &
8,26 (d, J =9Iy, 1H), 8,15 (s, 1H), 7,70 (d, J = 2,1 T'm, 2H), 7,24 (dd, J =2,1, 9 I'y, 1H), 5,93 (dt, J = 9,6, 19,5
I'u, 1H), 5,71 (s, 1H), 5,11 (d,J =16,8 'y, 1H), 4,95 (d, J=12,3 'y, 1H), 4,70 (d, J=12,3 'y, 1H), 4,62 (dd, J =
7,2,9,3 I'u, 1H), 4,51 (s, 1H), 4,21 (s, 1H), 4,14 (q, J = 6,6 T', 1H), 4,07 (dd, J = 2,4, 9,9 ', 1H), 4,02 (s, 3H),
2,82 (dd,J=17,5, 14,4 ', 1H), 2,45 (ddd, J = 3,9, 10,2, 14,1 I'y, 1H), 1,98 (m, 1H), 1,40-1,80 (m, 13H), 1,34 (d,
J =63 T'u, 6H), 1,14-1,32 (m, 3H), 1,01 (s, 9H), 0,86 (t, J = 7,2 I'n, 3H), nauubie °'P SIMP-CIIeKTpOCKOIIHH
(121,4 MTI', CDCI3): 543,1. )KX/MC = 839 (M'+1), 861 (M'+Na).

IIpumep 4. Ilonydyenue coenunenus 4.
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[Ipomexyrounbrit poaykT ¢pochoroBoit kucioTsl 111 (415 mr, 1,28 MMoITB) pacTBOPSIOT B TOJIyoJe (8 MiI).
Jaunsiii pactBop oxinaxaaroT 1o 0°C u no xamnim nobasisttor (COCI), (222 Mk, 2,56 mMmons). 3ateM 100aB-
nsitor JIM® (44 Mk, 0,56 mMonb). Peakiuio poBoaat B Teuenue 2 9 pu 0°C U onpenensiioT ee 3aBepIIeHne
110 JaHHBIM ° P SIMP-cnektpockonuu. JlanHbIe 3lp SAMP-cnexrpockomnuu (121, MI'u, CDCl;): 6 39,0, 38,5, 37,4,
36,5,17,0, 16,2, 16,0, 15,4.

Peaknuio KOHIIEHTPUPYIOT O TONYYCHUS Macia OPAHKEBO-JKEJITOTO IBETA M 3aTEM IMOMEIIAIOT MO BHICO-
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KM BakyyMoM B TeueHue 1 4. [lonmyueHHslil B pe3ynbraTe octaToK pactBopsitoT B TI'® (6,4 mMi1) n naHHBIN pac-
TBOp oxJjaxaatoT 1o -78°C. 1,4 M pactBop BrOp-OyTHimuTHs B 1ukiorekcane (1,37 mi, 1,92 Mmons) nobass-
10T 1o KarsM. Yepes 40 MUH. TI0 KaruisaM, TOOABIIAIOT €Ile BTOP-OyTHIUTUTUH B IUKIIOTeKkcane (456 mki, 0,64
MMoutb). Uepes 10 mun peaknuto racst npu -78°C mobapnenuem Hachbim. NH,Cl (Bogn.). Opranmdeckyio ¢azy
pasBoaaT EtOAc u skcrparupyroT Hackim. NH,Cl (BogH.) 1 coneBbiM pacTBopoM. Opranndeckyio ¢asy cymar
Hag MgSO,. KonnenrpupoBanue ¢uibrpata mocie yaaineHus MgSO, BakyymMHOW (uibTpanueld aaeT mMacio
OpAH)XEBOTO I[BETA, M3 KOTOPOTO MPOIYKT BBIACIIAIOT KOJOHOYHON xpomarorpadueit (SiO,, 60% EtOAc B rek-
cane) B BHJIe po3padnHoro macina (146 mr, 31 % B IBYX cTaausx).

JlaHHbIC 'H SAMP-cnektpockonuu (300 MI', CDCls): 6 7,33 (s, SH), 6,07 (dt, J =9,9, 17,1 I'u, 1H), 5,55
(d, J =23,7 I';, 1H), 5,31 (d, J = 17,1 'y, 1H), 5,06 (m, 3H), 4,06 (m, 2H), 2,09 (m, 1H), 1,65-1,83 (m, 3H),
1,58 (m, 1H) 1,41 (m, 1H), 1,03-1,32 (m, 6H), 0,97 (dt, J = 8,1, 26,4 I'u, 3H), nanusie 3lp SIMP-cieKTpoCKOuu
(121,4 MTI', CDCly): & 54,9, 54,3, 50,8, 50,0. XKX/MC = 366 (M'+1), 388 (M'+Na).

PactBop »aTHOBOTO Adupa (1-OeH3MIOKCMKApOOHMIAMHHO-2-BUHIIILUKIONPOIHII)BTOP-0yTHIidochu-
HOBOI kucioThl (112 wmr, 0,308 mmons) B CH;CN (7,7 mir) oxnaxkaaroT g0 0°C u o kamsam go6aeistor TMSI
(220 Mk, 1,54 mMonb). Peaknuio HarpeBaroT 10 KT u nepememuBaior B TeueHue 1 4. 3aTeM peakumio OXJIax-
naroT 10 0°C u mo karisam go6aensroT qomonauTenbHbii TMSI (110 Mk, 0,77 MMons). Peakiuio HarpeBarT 10
KT u nepememmBator B Tedenue 30 mMuH. Peakuuio cHoBa oxnaxnaror 1o 0°C u mo kamisiM go0asisioT 2,6-
nytaguH (360 Mk, 3,1 mmons). Tlocne atoro cienyer mo6asnenue EN (1 mu, 7,2 mmons) 1 MeOH (4 m).
3areM peakuuio KOHIICHTPHUPYIOT B BaKyyMe U MOJTYYCHHBIA B pe3yJbTaTe HEOUHIICHHBIH MPOIYKT HEMOCPEACT-
BEHHO HCIIONB3YIOT B CIIEIYIOMICH PeaKkuy.

PactBop gumentuna VII (81 mr, 0,123 mmous) B TI'® (2 mim) oxnaxknator g0 -30°C. Et;N (34 mxa, 0,246
MMOJIb) TOOABISIOT K TaHHOMY pacTBopy ¢ nocneaytonmm nobdasneauem CICO,Et (18 mxi, 0,185 mMons). Pe-
aKIuio mepeMemmuBaroT npu temreparype ot -20°C g0 -30°C B teuenue 30 muH. K peaknuu 100aBISIOT JOTIOJ-
autenbHblil EGN (34 Mii, 0,246 mmonb) u CICO,Et (18 Mk, 0,185 Mmonb). Peakiuro nepeMeImuBaroT B Te4e-
HHUe pononHuTenbHbIX 30 MuH. npu Temmneparype ot -20°C no -30°C. PacTBop HEOUMIIIEHHOTO IPOAYKTa, MOIY-
yenHoro Ha craauu 1, B CH,Cl, (2 min) no kxarursam pobasistoT mpu -30°C n peakumto Harpesatot 10 KT u nepe-
MEMMBaIOT B TeueHue 2 4. Peakmuio racsat nodasnenueM Hacwim. NH,Cl (Boan.). Opranndeckyro a3y pa3BoIsT
EtOAc un sxctparupytot Hackim. NH4Cl (Boan.), H,O u coneBbiM pactBopoM. Opranuueckyto a3y cymar Haj
Na,SOy4, KOTOpEIH 3aTeM YIAISIOT BaKyyMHOW (uibTpaneii. uinbTpaT KOHIEHTPUPYIOT B BAKYyME U OCTaTOK
pactBopsitor B MeOH (1,5 mi). Coenunenne 4 BBIICTSAIOT W3 JaHHOTO pacTBOpa obpamieHHo-(pa3oBoit BOXX B
BHJIC TBEPIOTO BEIIECTBA JKENTOro 1Beta (42 Mr, 41%), nanusie 'H SIMP-crekrpockommu (300 MI', CD;0D):
68,27 (d,J=9,6I'n, 1H), 8,18 (s, 1H), 7,75 (d,J =2,1 I'u, 1H), 7,39 (d, J =3,9 I'y, 1H), 7,31 (dd, I =2,1,9,3
I'm, 1H), 6,01 (dt, J =6,9, 17,1 I'u, 1H), 5,77 (s, 1H), 5,26 (d, J = 17,1 I'u, 1H), 5,08 (d, J = 11,4 T'm, 1H), 4,63
(m, 2H), 4,44 (s, 1H), 4,17 (m, 2H), 4,08 (s, 1H), 4,04 (s, 3H), 2,76 (dd, J = 7,2, 14,1 T'm, 1H), 2,43 (ddd, J =3,3,
10,5, 13,8 I'm, 1H), 2,08 (m, 1H), 1,96 (m, 2H), 1,60-1,82 (m, 9H), 1,34 (d, J = 6,3 ', 6H), 1,22 (m, 6H), 1,04
(s, 9H), 0,99 (m, 3H), mauHbIC 3p SAIMP-cnekrpockonuu (121,4 MI'i, CD;0D): 8 52,4, 52,2 KX/MC = 839

(M+1). 861 (M+Na).
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[Ipomexyrounbrit poaykT ¢pochoroBoi kucioTsl 111 (415 mr, 1,28 MMoITB) pacTBOPSIOT B TOJTyoJe (8 Mi).
Hannerit pactBop oxnaxaarotr 1o 0°C u no kamsm gobasistor (COCI), (222 mkin, 2,56 Mmoib). 3aTteM 1o0aB-
ot JIM® (44 mxa, 0,56 mmons). Peakiuro npoBonst B Teuenue 2 4 npu 0°C u onpenernsioT ee 3aBepuicHue
110 JaHHBIM P SAMP-cniekTpockonuu. JlaHHbIE 3p SAMP-cnektpockonmu (121,4 MI'n, CDCls): 6 39,0, 38,5,
37.4,36,5,17,0, 16,2, 16,0, 15,4. Peakuuio KOHIEHTPUPYIOT A0 MOIYUYESHHs] Macjia OPaHKEeBO-)KEJTOro IBeTa U
3aTeM IOMEINAIOT MO BHICOKHH BakyyM B TeueHHe 1 4. [TomydeHHBIH B pe3yabTaTe OCTaTOK pacTBOpsitoT B TT'D
(6,4 mu1) 1 maHHBIN pacTBOp oxyaxnaaroT 10 -78°C. 0,7 M pacTBop H30nponuIuTUd B neHrane (2,74 miu, 1,92
MMOJIb ) 100aBisOT 1Mo KamwmsiM. Yepes 40 MuH 100aBISsIIOT MO KaIuisiM ere m3onpormwumTaid (912 mxi, 0,64
MMoutb). Uepes 10 mun peaknuto racst npu -78°C mobapnennem Hachim. NH,Cl (Bogn.). Opranwdeckyio ¢azy
pasBoaaT EtOAc u skctparupyroT Hackim. NH4Cl (BogH.) U coneBbiM pacTBopoM. Opranudeckyio ¢asy cymiar
Hag MgSO,. KonnenrpupoBanue dmibTpara nocie ynaneHus MgSO4 BakyyMHOH (QMIBTpaIie JaeT Macio
OpaH)XEBOTO IIBETA, M3 KOTOPOTO MPOIYKT BBIACIIOT KOJOHOYHON Xpomatorpadueii (SiO,, 100% EtOAc) B Bu-
ne npo3paunoro Macia (200 mr, 45% B IBYX CTaausx), TaHHEIC 'H SAMP-cnektpockomnuu (300 MI', CD;CN): &
7,38 (s, 5H), 6,69 (m, 1H), 6,12 (m, 1H), 5,35 (m, 1H), 5,06 (m, 4H), 4,06 (m, 2H), 2,09 (m, 1H), 1,55 (m, 1H)
1,41 (m, 1H), 1,02-1,35 (m, 9H), nauusie *'P IMP-cniexrpockonuu (121,4 MI', CDsCN): 8 56,0, 53,8. JKX/MC
=352 (M'+1), 374 (M'+Na).

o, ,
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PactBop »atmioBoro adwupa (1-OeH3MNOKCHKapOOHMIAMHUHO-2-BUHIILUKIONPOIII)n3onponmwidocdu-
HOBOI kucioTh (108 mr, 0,308 mmonp) B CH;CN (7,7 mir) oxnaxaaroT g0 0°C u o kamsam go6aeistor TMSI
(220 Mk, 1,54 mmons). Peaknmto HarpesatoT 1o KT u mepeMemuBaioT B TEUCHHE 9. 3aTEM PEAKITUIO OXJIaxk/1a-
o1 710 0°C u mo xarmsM no0aBmsaioT nonodHuTenbHbn TMSI (110 M, 0,77 Mmmons). Peaknuio HarpeBaroT 10
KT u nepememmuBator B Teuenue 30 muH. Peakmuio cHoBa oxnaxaaioT qo0 0°C m mo karisaM J00aBistoT 2,6-
nytaguH (360 Mk, 3,1 mmois). Tlocne atoro ciemyer mo6asnenue EN (1 mu, 7,2 mmons) 1 MeOH (4 m).
3aTreM peakIuio KOHIEHTPUPYIOT B BaKyyMe M HEOUYHMIICHHBIN MPOAYKT HEMOCPEICTBEHHO HCHOIB3YIOT B Cie-
JyIOILEN peakinu.

Pactrop VII (81 mr, 0,123 mmons) B TT'® (2 mi) oximaxkaarot 10 -30°C. K maHHOMY pacTBOpY H0OaBISIOT
Et;N (34 mxu, 0,246 mmonb) ¢ nocneayrommm godasiaenueM CICO,Et (18 Mk, 0,185 mmons). Peakmro nepe-
MemmBaroT npu temneparype ot -20 go -30°C B teuenue 30 muH. K peakium 100aBISIOT JTOTONTHUATEIBHBIN
Et;N (34 mxu, 0,246 mmonb) u CICO,Et (18 Mk, 0,185 MmMonb). Peakiuio nmepeMeImBaoT B TSUCHUE JTOTIOTHU-
TenbHBIX 30 MuH npu TeMmneparype oT -20 1o -30°C. PacTBOp HEOUHIIEHHOTO MPOAYKTa, MOTYyYEHHBIH Ha CTa-
mun 1, B CH,Cl, (2 M) mo karursim no6asistrot nipu -30°C u peaknuto HarpeBarotT 10 KT u nepememmBaior B
tedenue 2 4. Peakmuro racst moOasienneM Hachim. NH4Cl (BomH.). Opranmueckyio a3y pazBomsat EtOAc u
skctparupyroT Hackim. NH,Cl (BomH.), HO u comeBbiM pacTBopoM. 3ateM opraHudeckyio (a3y cymaTr Haj
Na,SOy4, KOTOpEIH 3aTeM YIASIIOT BaKyyMHOW (ubTpaneii. @uinbTpaT KOHIEHTPUPYIOT B BAKYyME U OCTaTOK
pactBopsitor B MeOH (1,5 mi). CoennHenne 5 BBIICTSAIOT W3 JaHHOTO pacTBOpa obOpamieHHo-(ha3oBoit BOXX B
BHUJIC TBEPJIOTO BelecTBa xkentoro 1pera (40 mr, 40%), 1aHHBIC 'H SAMP-cnexTpockomnun (300 MI', CD;CN): &
8,27(d,J=9,6T'm, 1H), 8,1 1 (m, 1H), 8,05 (s, 1H), 7,75 (d, I =2,1 I'n, 1H), 7,53 (d,J=3,9 'y, 1H), 7,31 (dd, J
=2,1,9,3Tn, 1H), 6,75 (m, 1H), 6,06 (dt,J = 6,9, 17,1 T'n, 1H), 5,77 (m, 2H), 5,26 (d, J=17,1 ', 1H), 5,08 (d,
J=11,4 Ty, 1H), 4,63 (m, 2H), 4,17 (m, 2H), 4,08 (s, 1H), 4,04 (s, 3H), 2,74 (dd, J = 7,2, 14,1 T'u, 1H), 2,53
(ddd, J = 3.3, 10,5, 13,8 I'y, 1H), 2,21 (m, 1H), 2,08 (m, 1H), 1,42-1,78 (m, 8H), 1,34 (d, J = 6,3 I'y, 6H), 1,34
(m, 2H) 1,15 (m, 5H), 1,04 (s, 9H), 0,99-1,03 (m, 3H), nannsIe 3p SAMP-cnekrpockonuu (121,4 MI'n, CD;CN):
5 50,6. KX/MC = 825 (M'+1), 847 (M'+Na).

ITpumep 6. Ilonydyenue coenuneHus 6.
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[Ipomexyrounbrit poaykT ¢pochoroBoi kucioTsl 111 (415 mr, 1,28 MMoITB) pacTBOPSIOT B TOJTyoJe (8 Mi).
Hannsrit pactBop oxnaxaarot 1o 0°C u no kamsm gobasistor (COCI), (222 mkin, 2,56 Mmoib). 3ateM 1o0aB-
ot JIM® (44 mxa, 0,56 mmons). Peakiuro npoBonst B Teuenne 2 4 npu 0°C u onpenesnsioT ee 3aBeplicHue
110 JaHHBIM ' P SAMP-cniekTpockonuu. JlaHHbIE 3p SAMP-cniektpockornmu (121,4 MI'm, CDCls): 6 39,0, 38,5,
37,4,36,5,17,0, 16,2, 16,0, 15,4.

Peakuyio KOHIEHTPUPYIOT 10 TIOJIyYEHUS] Macila OPaH)KEBO-KEJITOTO I[BETA M 3aTEM ITOMEIIAIOT 110]] BBICO-
Kuit BakyyM B TeueHue 1 4. [TorydeHHbIi B pe3ynbTare ocTaTok pactBopsitor B TT'® (6,4 M) ¥ jaHHBIN pacTBOp
oxnaxxaatot o -78°C. 1,0 M pactBop BuHHIMarauii 6pomuaa B terparuapodypane (2,6 mi, 2,6 MMoIb) 100aB-
TSIOT 10 KarisiM. Yepes 40 MUH 10 KaruisiM TOOABIISIOT e1lle BUHUIAMarauid opomun (2,6 mi, 2,6 mmons). Yepes
10 Mun peakruio racsr mpu -78°C modasnenuem Hacwi. NHy4Cl (Bogn.). Opranndeckyro ¢asy pasBomsit EtOAc
n skcrparupyrot Hackim. NH,Cl (BogH.) u coneBbiM pacTBopoM. Opranmdeckyio a3y cymar Hax MgSO,. Kon-
HEHTpUpOBaHue GUIbTpaTa rmocie yaanenns MgSO, BakyyMHON (QribTpamnuel JaeT Maclio OpaHXeBOTO [IBETa,
13 KOTOPOTO MPOAYKT BBIIEIAIOT KOJOHOYHOH XpomaTorpadueii (Si0,,100% EtOAc) B Bune mpo3paqHoro mac-
na (214 mr, 40% B 1Byx crammsx), nammbie 'H SIMP-ciextpockormmu (300 MI'n, CDCly): & 7,33 (s, 5H), 6,09-
6,15 (m, 2H), 5,55 (m, 1H), 5,31 (m, 1H), 5,05 (m, 4H), 4,06 (m, 2H), 2,09 (m, 1H), 1,73 (m, 1H), 1,60 (m, 1H),
1,43 (m, 1H), 1,13 (dt, J =8,1, 26,4 T'n, 3H), nanusIe 3lp SAMP-cniektpockonmu (121,4 MI'n, CDCls): o 36,5,
34,6. XX/MC =336 (M'+1), 358 (M'+Na).

PactBop sTHOBOTO 3¢dUpa (1-0eH3MITOKCUKapOOHNITAMHHO-2 -BHHIIIUKIIONPOIHI)BUHII(GochHOBOH Ku-
ciotel (103 mr, 0,308 mmoine) B CH;CN (7,7 mut) oximaxaatot 10 0°C u mo kamsm go6asisiror TMSI (220 Mk,
1,54 mmons). Peakiro HarpesatoT 1o KT u nepememuBarot B TeueHue 1 4. 3atem peaknuro oxaaxaarotr go 0°C
U 10 KaruisaM qo6asiisitor gomonautenbHbit TMSI (110 Mk, 0,77 mMons). Peaknumio Harpesarot 1o KT u mepe-
MemmBaroT B TeueHue 30 MuH. Peaknumio cHoBa oxnaxaarot 10 0°C u mo kamisaM go0aBisioT 2,6-1ytunud (360
MK, 3,1 mmois). [Tocie atoro cneayer nmo6asnenue Et;N (1 mi, 7,2 mmons) 1 MeOH (4 mun). 3aTem peaxiuio
KOHIIGHTPUPYIOT B BaKyyMe ¥ HEOUHUIIEHHBIH MMPOIYKT HETIOCPEACTBEHHO MCIIONB3YIOT B CIEAYIOMICH peaKIIny.

PactBop gumenrtuna VII (81 mr, 0,123 mmous) B TI'® (2 mim) oxnaxknatot g0 -30°C. Et;N (34 mxa, 0,246
MMOJIb) TOOABISIOT K TaHHOMY pacTBopy ¢ nocneayronmum nobasneauem CICO,Et (18 mxi, 0,185 mMons). Pe-
aKIMIo TiepeMemmuBaroT npu temreparype ot -20 10 -30°C B reuenue 30 muH. K peaknuu 7100aBISIOT JOTIOJTHH-
tenpHBINH Et;N (34 M, 0,246 mmois) u CICO,Et (18 mxir, 0,185 MmMmois). Peaknnio mepeMenmBaioT B TeUCHHE
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JononHUTenbHbIX 30 MuH. pu Temmneparype oT -20 1o -30°C. PacTBop HEOUHIIIEHHOTO NPOLYKTa, HOTYYEHHOTO
Ha crazuu 1, B CH,Cl, (2 mi1) mo xamnsam no6asisttor npu -30°C u HarpeBatoT peakuuto 10 KT u nepemennba-
10T B TedeHue 2 4. Peaknmro racar modasnenuem Hachwi. NHyCl (Bogn.). Opranndeckyro a3y pazsoaar EtOAc
n skctparupytot Haceim. NH,4Cl (BonH.), H;O u conmeBbiM pacTBopoM. 3ateM opraHudeckyio (asy cymmat Haf
Na,SOy4, KOTOpEIH 3aTeM YIASIIOT BaKyyMHOW (ubTparneii. @uibTpaT KOHIEHTPUPYIOT B BAKYyME U OCTaTOK
pactBopsitor B MeOH (1,5 mi). Coennnenne 6 BBIICTSAIOT W3 JaHHOTO pacTBOpa oOpamieHHo-(ha3oBoit BOXX B
BHJIC TBEPJIOTO BEIIECTBA KENTOro 1BeTa (45 Mr, 45 %), nannsie 'H SIMP-cnextpockomuu (300 MI'y, CD’CN) &
8,25 (br, 1H), 8,20 (d, J = 9,6 I', 1H), 8,02 (s, 1H), 7,75 (s, 1H), 7,39 (s, 1H), 7,23 (dd, J = 2,1, 9,3 I'y, 1H),
6,84 (br, 1H), 6,35 (m, 2H), 5,97 (m, 3H), 5,77 (m, 1H), 5,61 (s, 1H), 5,26 (d, J =17,1 I'y, 1H), 5,08 (d,J =114
I'u, 1H), 4,63 (m, 2H), 4,44 (s, 1H), 4,17 (m, 2H), 4,08 (s, 1H),4,04(s, 3H), 2,74 (dd, ] = 7,2, 14,1 I'n, 1H), 2,43
(ddd, J = 3.3, 10,5, 13,8 I'y, 1H), 1,41-1,78 (m, 8H), 1,34 (d, J = 6,3 T'u, 6H), 1,34 (m, 2H), 1,15 (m, 1H), 1,04
(s, 9H), nauusie *'P SIMP-criekrpockonu (121,4 MI', CD;CN): & 30,2. )KX/MC = 809 (M'+1), 831 (M'+Na).

ITpumep 7. Ilonydyenue coenuuenus 7.
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[Ipomexxyrounbiii mpoaykT GochoHoBOM KI/ICHOTBI III (451 mr, 1,39 mmons) pactBopsitoT B Tonryone (17,4
Mi). Jaanaeiii pactBop oxmnaxkaaioT 10 0°C u mo xamsaMm gobasmstior (COCI), (1,21 mm, 13,87 mMmois). 3atem
nobasnstor [IM® (24 mxi, 0,306 Mmmods). Peakiuio mpoBoasT B Teuenue 2 4. nmpu 0°C u 3aTteM B TedeHne 18 d.
npu KT. 3aBepuieHHe peakiuy ONpeAelsioT 1o naHHEIM P SIMP-cnekrpockormu. [lammsie °'P SIMP-
cnexrpockonmu (121,4 MI'n, CDCly): 6 39,3, 38,8, 37,6, 36,8, 17,2, 16,4, 16,3, 15,6.

Peakiuio KOHIIEHTPUPYIOT IO TONYYCHUS Macia OPaHKEBO-JKEJITOrO IBETA M 3aTEM IMOMEIIAIOT MO BHICO-
Kuit BakyyM B TeueHue 1 4. [lomydeHHslit B pe3ynbrare octaTok pactBopsitor B TT'® (13,9 M) n nanusbIi pac-
TBOp oxuaxaarot 1o -78°C. 1,8 M pacteop PhLi B Et,0 (1,2 mn, 2,17 mMoinb) 106aBnsroT no kamM. Yepes 30
MUH. peakiuro racsat npu -78°C nobaenenuem Haceim. NH,Cl (BogH.). Opranuueckyro ¢a3y passonat EtOAc u
skctparupytoT Hacbkim. NH4Cl (BoaH.) u coneBbiM pactBopoM. Opranuueckyto (asy cymat Hag MgSOy, KoTO-
PBIiA 3aTeM yIaSioT BakyyMHON unbTpanueii. KonnenTpupoBanrue GpuiabTpara JaeT Macyio OpaHXeBOTO IBETA,
13 KOTOPOTO TpeOYyeMBIi MPOIYKT BBIACISIIOT KOJOHOYHOU Xpomartorpadueit (SiO,, 7/3 EtOAc:TekcaH) B BuIe
npo3padnoro Macima (243 mr, 56% B ABYX CTagmsx) ¢ 9HCTOTOH 73% 10 maHHBIM °'P SIMP-CIIEKTPOCKOITHHL.
JlanHbie 'H SAMP-cnekrpockomnuu (300 MI', CDCly): & 7,75 (m, 2H), 7,56 (m, 1H), 7,20-7,44 (m, 7H), 6,18 (m,
1H), 5,39 (d, ] = 17,1 'y, 1H), 4,80-5,30 (m, 4H), 4,0-4,3 (m, 2H), 1,91 (m, 1H), 1,69 (m, 1H), 1,2-1,4 (m, 4H),
nauHble °'P SAMP-cnexrpockomuu (121,4 MI', CDCly): 6 37,8, 37,4, 36,2, 36,0, 35,0, 34,7, 33,4, 33,3. KX/MC
=386 (M'+1), 408 (M'+Na).

PactBop 3THiI0BOTO AdUpa (1-6eH3MTOKCHKAPOOHUITAMIHO-2 -BUHIIIIIUKIOTIPOTTHUT) (heHMIPOoCcHHUHOBOM K-
ciotel (150 mr, 0,389 mmoins) B ACN (10 mur) oxnaxknarot 10 0°C u mo kamnsiM go6asissror TMSI (278 Mk,
1,95 mmons). Peakiro HarpesatoT 1o KT u nepememuBarot B TeueHue 1 u. Peaxkmnuro cHoBa oxnaxaarot 1o 0°C
u o karsM nobasisiror EGN (1,5 mut, 20,4 mmons) 1 MeOH (5 mur). 3ateM peakuuio KOHIEHTPHPYIOT B Ba-
KyyMe ¥ HEOUHIIEHHBIH IPOIYKT HEIIOCPEICTBEHHO HCIIONB3YIOT B CIEAYIOIIECH peakIiH.

PactBop munentuna VII (50 mr, 0,076 mmons) B TT® (2 min) oxnaxngatot g0 -30°C. K qanHOMY pactBopy
nobasistror Et;N (16 mxir, 0,114 mmons), a 3atem CICO,Et (15 Mk, 0,114 mmons). Peakiuio nmepeMeninBaroT
npu Temnepatype ot -20 mo -30°C B Teuenne 30 muH. K peakiuu mob6asinsior gonoaHuTenbHbd EtsN (16 MK,
0,114 mmoms) m CICO,Et (15 Mk, 0,114 Mmonb). Peakiuio mepemMemmBaOT B TeUSHHUE JOMOJHUTENBHBIX 30
MUH TIpu TemmepaTtype oT -20 mo -30°C. PacTBOop HEOUYHMIICHHOTO MPOIYKTa, TOIYYEHHOTO Ha cTaguu 1, B
CH,Cl1, (2 mi) mo karmmsiM gao6asisiioT 1ipH -30°C u peakmuio HarpeBaroT no0 KT. Peakiuio racar nobasiieHnemM
Hacei. NH4Cl (Boan.). Opranndeckyro ¢azy pa3Boasat EtOAc u skcrparupyroT Hacei. NH,Cl (Boan.), H,O u
COJIEBBIM PacTBOpOM. 3areM opraHwdeckyio (azy cymart Hag Na,SO,4 KOTOPBIH 3aTeM yIaSIIOT BaKyyMHOMN
¢unbTpanueil. GUIBTPAaT KOHIEHTPUPYIOT B BaKyyMe H ocTaTok pactBopstor B MeOH (1,5 mun). Coenunenue 7
BBIJICIIAIOT U3 JaHHOTO pacTBopa oOpaimieHHO-(a3oBoit BOXKX B Bume TBepaoro BemiecTsa kenroro mnsera (17
MT, 25%), maHHBIC 'H SIMP-cnektpockonuu (300 MI', CDCl;): 6 8,22 (d, J = 9,6 I', 1H), 8,18 (s, 1H), 7,89
(dd,J=6,9, 11,7 I'y, 2H), 7,74 (d, I = 2,1 I'y, 1H), 7,72 (s, 1H), 7,53 (m, 3H), 7,30 (dd, J = 2,1, 9 ', 1H), 6,14
(dt, J=10,2, 19,5 T'u, 1H), 5,71 (s, 1H), 5,22 (d, J = 17,1 I', 1H), 5,02 (d, J = 10,2 I'y, 1H), 4,55 (m, 2H), 4,40
(s, 1H), 4,18 (xBuHT., J = 6,6 T'y, 1H), 4,11 (s, 1H), 4,04 (m, 4H), 5,60 (dd, J = 6,9, 14,1 I'u, 1H), 2,23 (ddd, ] =
3,6, 10,2, 13,8 I'u, 1H), 2,12 (m, 1H), 1,72 (m, 1H), 1,40-1,66 (m, 9H), 1,34 (d, J = 6,3 I'y, 6H), 1,03 (s, 9H),
nanubie > P SIMP-cniextpockonun (121,4 M, CDCly): § 34,0 KX/MC = 859 (M*+1), 881 (M+Na).

ITpumep 8. Ilonydyenue coenuHeHus 8.
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K pactBopy coemunenus 1 (677 wmr, 0,79 mmoms) B DME (5 mum) nu H,O (0,4 M) nobamisiioT p-
tosmwrruapasuy (737 mr, 3,96 mmone) u NaOAc (650 mr, 7,93 mMmons). PeakimoHHYIO CMeCh HAarpeBaroT IO
95°C B Teuenue 1,5 4 u oxnaxmarot g0 KT. Jlob6asnstor Heckonbko karmenb 3H HCI, uro6sr moxsectu pH 1o 2.
Heounmennslii mpoaykT ounmaioT ¢ moMorsio BOXKX, momyuas coennnenne 8 (587 mr, 76%) B Bume TBEpIOTO
BEIlECTBA JKeITOro sera. Janusie 'H SAMP-cnexTpockomnuu (300 MI', CD;CN): 6 8,16 (m, 1H), 8,06 (s, 1H),
7,71 (s, 1H), 7,44 (s, 1H), 7,25 (m, 1H), 6,83 (m, 1H), 5,92 (m, 1H), 5,61 (br, 1H), 4,58 (m, 2H), 4,41 (m, 1H),
4,14 (m, 2H), 4,05 (m, 4H), 2,76 (m, 1H), 2,45 (m, 1H), 1,80 (m, 2H), 1,65 (m, 10H), 1,38 (d, J =6,3, 6H), 1,21
(m, 1H), 0,98 (m, 12H), naunsie °'P SIMP-crektpockormmu (121,4 MI't, CD;CN): & 46,569. XKX/MC = 799
(M™+1).

[Ipumep 9. [Momydenne coequueHMs 9.

1 S e
‘n, ~
O/OTN\'E/% o f H
/]\ P

PactBop docdonosoit kucmote (IV) (150 mr, 0,48 Mmoib) B CH’CN (1 1) epementuBarot npu 0°C mo
Mmepe nobaBieHus onomerwicwiana (345 Mk, 2,42 mmois). PactBop nepemenmmBator npu KT B Teuenue 45
muH. CHoBa oxnaxzaaroT 10 0°C u gobasmstor Tpuatuinamud (1 mit, 7,33 mmons) 1 MeOH (2 mun). PactBop Ha-
rpeBatoT 10 KT u nepememinBaoT B TeU€HUE AOMOTHUTENbHBIX 20 MUH. 3aTe€M pacTBOpP KOHLEHTPUPYIOT, MOA-
BEPraroT a3eOTPOITHOMY MEPEMEIINBAHUIO C TOIYOJIOM (X2) M CyIIaT B BHICOKOM Bakyyme B TedeHue 30 MHH.
Heouniennsiit npoaykT cBs3biBatoT ¢ coeaunenueM VII (209 mr, 0,32 mmons), ucnons3ys HATU (304 mr, 0,80
MMOJTb), 1 NMM (176 mxi, 1,60 mmonb) B IM® (1 M) B Teuenune Houu npu KT. Peakiuio KOHIIEHTPUPYIOT U
ounmaroT ¢ momonipio BOXKX JIXKHICOH ¢ MONIydeHHEM COSTUHEHHsI 9 B BHJE TBEPJOTO BEIIECTBA YKEJITOTO
usera. Janusie 'H SAMP-cnektpockomnuu (300 MI'u, CD;0D): & 8,18 (s, 1H), 8,20 (m, 2H), 7,78 (s, 1H), 7,38
(m, 1H), 6,20 (s, J =9,2 I'u, 1H), 5,90 (m, 1H), 5,80 (bs, 1H), 5,23 (dd, 1H), 5,18 (d, J =9,0 I'y, 1H) 4,78 (s, 1H),
4,58 (m, 1H), 4,30 (m, 1H), 4,20 (q, 2H), 4,05 (m, 2H), 4,01 (s, 3H), 2,79 (m, 1H), 2,57 (m, 1H), 2,15 (m, 1H),
1,62 (m, 2H), 1,50 (m, 2H), 1,30 (d, 3H), 1,05 (s, 9H), nannsie 3p SIMP-cniektpockonuu (121,4 MI'i, CD;0D):
522,768, 22,682.

[Ipumep 10. [Momyuenue coequaenus 10.

Te xe crmocoObl, 9TO OMHMCAHBI B MpUMepe 6, UCTIONB3YIOT [T ToiydeHus: coeauHenus 10. /lanHbie 'H
SAMP-cnexrpockomnuu (300 MI', CD;0D): 6 8,25 (d J =9 I', 1H), 8,18 (s, 1H), 7,75 (m, 2H), 7,30 (dd, J = 9,3,
2,1 I'u, 1H), 5,96 (dt, J = 6,9, 19,8 T'n, 1H), 5,77 (s, 1H), 5,25 (d, J = 17,1 'y, 1H), 5,06 (d, J = 10,5 I'u, 1H),
4,64 (m, 2H), 4,44 (s, 1H), 4,15 (m, 3H), 4,04 (m, 3H), 2,76 (dd, J =7.5, 14,1 T'm, 1H), 2,43 (ddd, J = 3,9, 10,2,
13,8 ', 1H), 2,08 (m, 1H), 1,4-1,9 (brm, 14H), 1,34 (d, J = 6,3 I';, 6H), 1,04 (s, 9H), 1,02 (m, 3H), naunsie *'P
SIMP-cniektpockormu (121,4 MI', CD;0D): & 48,8 XKX/MC = 825,3 (M'+1), 847,2 (M'+Na).

IIpumep 11. [Tonyuenue coequnenus 11.
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PactBop dochonoroii kucmotsl IV (499 mr, 1,61 MMonb), ocHoBanne Xanura (794 mki, 3,88 MMomb) 1
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xnmoptpumetmicuian (590 mxd, 3,57 mmons) B CH,Cl, (7,5 M) mepememmBatot npu KT B Teuenue 30 MuH me-
pen mobamneHuem 3twi 2-Opomarierata (395 mxi, 3,65 mMons). PactBop Harpeatot mpu 40°C B Teuenue 7,5 4.
PacTBOp KOHLIEHTPUPYIOT U OCTAaTOK pacTBOpsOT B aTmnanerare (30 M) u 3atem npomsiBator H,O (30 M x 2).
Bopnsle cion skctparupyrot stunaneraroM (30 mur). O0beanHeHHble opranndeckue ciaou cymar (MgSO4) u
KOHIEHTPUPYIOT. OCTaTOK OYMIAIOT KOJIOHOYHOW XpoMmaTorpaduell, NCTI0Nb3ys TeKCaH : dTHaleTaT B KayecT-
BE DJIIIOCHTA C TMOJydeHHeM STWioBoro 3dmpa [(1-OeH3MIoKcHKapOOHMIAMUHO-2-BUHIIITAKIOTIPOITHI )3TOK-
cudocuromT|yKCyCcHO#M KucnoTh! (344 Mr, 54%), nanmsie 'H SIMP-crexrpockomuu (300 MI'n, CDCly): § 7,34
(s, 5SH), 6,04 (m, 0,39H), 5,91 (m, 0,53H), 5,72 (d, 1H), 5,42 (s, 1H), 5,36 (s, 1H), 5,30 (s, 2H), 5,09 (m, 3H),
4,18 (m, 4H), 3,04 (m, 2H), 2,30 (m, 1H), 2,03 (m, 1H), 1,85 (m, 2H), 1,70 (m, 2H), 1,58 (m, 2H), 1,38 (m, 2H),
1,25 (m, 6H), naumsie °'P IMP-criektpockoruu (121,4 MI'ii, CDCLy): & 43,406, 42,646, 39,087.

PactBop stminoBoro 3¢wupa [(1-OeH3mIOKCHKApOOHMIAMHUHO-2-BUHIIIIAKIOTPOTIHII)3TOKCH(DOCHUHOWI |
ykcycHOU KUCHOThI (352 wmr, 0,89 mmons) B TI'® (3 mu) mepememmBaroT npu 0°C mo mepe mobasnenus 1H
NaOH (980 mki, 0,98 MMoub). PacTBop mepememuBaioT B TedeHrne Hour npu KT u 3aTeM KOHIIEHTPUPYIOT, pa3-
BozaT H,O (10 mur) u mpombIBatoT sTrinaneratoM. Boaasrit cioit noaxucistor 1 H HCI (5 mi) u skctparupyiot
stunaneraToM (x2). Opranumdeckue dKCTpakThl MpombiBatoT H,O, cymat (MgSO,4) 1 KOHIIEHTPUPYIOT € TOTyde-
H1eM [(1-0eH3uI0KCHKapOOHNIAMIHO-2 -BHHIIIIUKIIONIPOIII)ITOKCH(OCHUHOMI | yKCYCHOW KUCTIOTHI (224 M,
69%), naHHbBIC 'H SIMP-cniektpockonuu (300 MI', CDCls): 6 7,34 (s, SH), 5,91 (m, 2H), 5,20 (m, 2H), 4,21 (m,
2H), 3,11 (m, 2H), 2,30 (m, 1H), 2,03 (m, 1H), 1,85 (m, 2H), 1,70 (m, 2H), 1,58 (m, 2H), 1,38 (m, 2H), 1,25 (m,
3H), mannsie °'P SIMP-criektpockormu (121,4 MI'n, CDCls): & 45,109, 41,119, 40,965, 39,514.

PactBop xucnotsr (224 mr, 0,61 MMmonb), aumeTunamMmonwuixmopuaa (125 mr, 1,53 mmons), HATU (697
mr, 1,83 mmonb) u N-metunmopdonus (600 Mk, 5,46 Mmmons) nmepemermuBaioT B JIM® (3 mn) mpu KT B Teue-
HUe 2,5 4. PacTBOp KOHIIEHTPUPYIOT U OCTATOK pacTBOpsIOT B atmianerare (30 mur) u mpomeiBaroT H,O (2 x 30
MJI) M COJIEBBIM pacTBOpOM. BonHblil cioif skcTparupytot stmwianeratoM (30 M) 1 0ObeMHEHHBIE OpraHuye-
ckue skctpakTsl cymar (MgSO,) n koHueHTpupytot. Ocrarok Tputrypupyor CH,Cl, (10 mi) U GuabTpyIoT.
OwIbTpaT KOHIICHTPUPYIOT B ocTaTok oOpadarkiBaror CH,Cl, u 3atem punbTpyror. Tpebyemsrii mpoaykT (240
MT, 99%) BBIIEIAIOT KOJIOHOYHOM XpoMaTorpadueil, HCIIONb3ys TeKCaH:3THIALETaT B Ka9eCTBE IIOCHTA.

JNaussie 'H SAMP-cnexTpockomuu (300 MI'u, CDCls): 6 7,33 (s, SH), 6,38 (s, 1H), 6,00 (m, 1H), 5,44 (s,
1H), 5,38 (s, 1H), 5,30 (s, 2H), 5,04 (m, 4H), 4,23 (m, 2H), 3,18 (s, 1,08H), 3,09 (s, 1,62H), 2,88 (s, 1,08H), 2,81
(s, 1,62H), 2,38 (m, 1H), 1,87 (m, 1H), 1,76 (m, 1H), 1,45 (m, 1H), 1,23 (m, 3H), manmse °'P SIMP-
cnekrpockoruu (121,4 MI'u, CDCLy): & 46,664, 45,538, 42,765, 42,417. CHATHE 3alUTHl U CBS3BIBAHHE C TIPO-
MexXyTouHbIM npoaykToM VII naer coemmnenne 11. JKX/MC = 868 (M'+1).

[Ipumep 12. IMomyuenune coequaeHns 12.
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IIpomexyrounsrit poaykT IV (840 mr, 2,7 MMOib) pacTBOpsIOT B 8 Mil cyxoro TT'® n oxnmaxmaroT 10
-40°C. 1H NaHMDS (4,1 mu, 4,1 mmous) B TI'® 106aBistoT 10 KaruisiM U peakiyio nepemMennBaroT mpu -40°C
B TeueHue 30 muH, 1-0pom-2-metun-niponeH (446 mxi, 4,1 Mmoib) pactBopsitoT B 1 Mt TT'® u 3atem noGasisitoT
no karisiM. Peakiun no3BossitoT Harpetbes A0 KT. Ilocne nepememuBanus npu KT B TeueHue HOUM peakiuio
oxnaxaatoT 10 0°C u nobasisttor 300 MK YKCYCHOH KHCIOTHI, YTOOBI TIOTaCHTh PEAKIHUIO. 3aTeM CMeCh KOH-
LHCHTPUPYIOT B BaKyyMe U Pa3BOJST THJIANCTATOM. 3aT€M OPTaHUYECKYIO (DPaKIMI0 OJUH pa3 dKCTPArHpPyIOT
BOJIOW M OJIMH Pa3 - COJICBBIM PACTBOPOM. 3aTeM OpraHH4ecKyro (pakiuro cymat Hax Mg,SO, v KOHIICHTPHPY-
0T B BaKyyMe, TOJIydasi MaclIsTHBIA OCTaTOK. 3aTeM MpOoIyKT (83 mr, 9%) BBIIENAIOT U3 OCTaTKa XpoMaTorpagu-
eif Ha cwmkarene (3:1 - 3TWIALETAT:TEKCaH), TaHHBIC 'H SAAMP-cnekrpockonuu (300 MI'u, CDCl;) 8 7,36 (s,
3H), 6,0 (m, 1H), 5,30 (m, 2H), 5,10 (b, 4H), 4,13 (m, 2H), 2,13 (m, 2H), 1,79 (m, 3H), 1,54-1,39 (m, 4H), 1,28
(m, 3H), 1,03 (m, 6H), nannsie >'P SAMP-cnekrpockonuu (121,4 MI'u, CDCl3) & 50,26, 47,54. KX/MC = 366
(M™+1).

CeszpiBanue ¢ qunentuaoM VII, kak onucaHo BeIie, naet coequHenne 12 (28 mr, 28%), naHHbie 'H SIMP-
cnekrpockonmn (300 MI'r, CD;0D) 8,27 (d, ] =9,3 I'y, 1H), 8,22 (s, 1H), 7,76 (s, 2H), 7,31 (d, ] = 9,0 'y, 1H),
5,94 (m, 1H), 5,79 (b, 1H), 5,25 (d, J = 17,1 I'n, 1H), 5,07 (d, J = 9,9 I'u, 1H), 4,64 (m, 2H), 4,43 (s, 1H), 4,15
(m, 2H), 4,11 (s, 1H), 4,04 (s, 3H), 2,80 (m, 2H), 2,45 (m, 1H), 2,15 (m, 1H), 1,75 (m, 1H), 1,60-1,40 (m, 8H),
1,35 (d, J = 6,3 T', 12H), 1,04 (s, 10H), nanusIe 3p SIMP-cniektpockonmu (121,4 MI'n, CD;0D): 6 24,48.
XKX/MC =839 (M'+1).
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IIpumep 13. Ilonyuenue coequnenus 13.

_OH
\4 ZVA

oy
[Ipumepsn! 13-15 momydarot Tem xe cnoco60M, aro B npumepe 12. Jaunsie 'H SIMP-ciiekrpockormu (300
MTI'u, CD;0D): 6 8,26 (m, 1H), 8,17 (m, 1H), 7,76 (s, 2H), 7,32 (m, 1H), 5,95 (m, 1H), 5,80 (br, 1H), 5,36 (m,
1H), 5,13 (m, 1H), 4,63 (m, 2H), 4,41 (m, 1H), 4,15 (m, 2H), 4,04 (m, 4H), 2,66 (m, 1H), 2,33 (m, 1H), 1,94 (m,
2H), 1,65 (m, 13H) 1,38 (d, J =6,3 I'u, 6H), 1,04 (s, 9H), nauusie *'P SIMP-crexrpockomun (121,4 MI',
CD;0D): § 33,642. JKX/MC = 837 (M'+1).
[Ipumep 14. IMomyuenue coequaeHus 14.

S
e N A N/>-NH
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Nn /OH

\/\< f
JlaHHbIC 'H SIMP-cniektpockomnuu (300 MFu, CD;OD): ¢ 8,27 (d, J =9,6 T'u, 1H), 8,18 (m, 1H), 7,74 (s,
2H), 7,32 (m, 1H), 5,89 (m, 2H), 5,78 (br, 1H), 5,26 (m, 1H), 5,09 (m, 2H), 4,97 (m, 1H), 4,65 (m, 2H), 4,44 (m,
1H), 4,17 (m, 2H), 4,04 (m, 4H), 2,75 (m, 1H), 2,38 (m, 2H), 2,09 (m, 1H), 1,91 (m, 1H), 1,65 (m, 8H) 1,34 (d,J
= 6,3 I'n, 6H), 1,04 (s, 9H), nannbie 3p SAMP-cniektpockonuu (121,4 MI'n, CD;0D): 8 31,453. XKX/MC = 837
(M™+1).
IIpumep 15. Ilonyuenue coequnenus 15.
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[(1-ben3nnokxcukapOOHMUIAMHUHO-2 -BUHIIILMKIIONPOITHII)3TOKCU(POCPUHOMIT|YKCYCHYIO  KUCIIOTY, —TIOJTY-
yeHHylo B npumepe 11, (340 mr, 0,92 mmonb) cycnieHnupyior B 5 ma AM®. Jlobasmstor HATU (1,04 1, 2,76
MMOJIB), xJopug ammonus (123 mr, 2,32 mMois), a 3ateMm NMM (910 mxi, 8,28 mmons). Yepes 2 4 peakuuro
KOHIIEHTPUPYIOT | pasfenstoT ¢ momoribio EtOAc u H,O. Boguslii cioli skcTparupyrot 3x ¢ nmomoirsio EtOAc.
Oprannyeckuii cioi cymar Hax MgSO,, OUIBTPYIOT M KOHUEHTpUpYIOT. Ilponykr, stwnoBeid sdup (1-
OCH3MIOKCHKapOOHUIAMHUHO-2-BUHUITITUKIOTPOIIHI )KapOOMOMIMETHII-(POCHUHOBOM KHCIOTHI, B BUAE Macla
KOpH4YHEBOTO 1BeTa (214 mr, 64%) UCTIONB3YIOT HEOUULICHHBIM.

Heounmennslii aTrmoBsIi 3¢up (1-0eH3UIOKCHKapOOHMIAMUHO-2 -BUHIIIIIAKIIOTIPOTIHII ) KapOOMOITMETHIT-
dhocpunoBoit kuciotsl (107 mr, 0,29mmons) cycieraupyioT B 1 M CH;CN n oxmaxmaroT g0 0°C. JJo6aBusioT
ronrpumeruicmian (TMSI) (208 Mk, 1,46 MMmons) 1 HarpeBatoT pactBop 1o KT.

Uepes 45 muH pacTBop cHOBa oxyaxaaoT g0 0°C u mobasnsior TpudTmiamud (1 mut, 7,33 MMob) 1 2 Mt
MeOH. PactBop HarpeBarot 1o KT u mepeMemmBaioT B TeUCHHE TOTOTHUTEIHHBIX 20 MUH. PacTBOp KOHIICH-
TPHUPYIOT, OJBEPTalOT a3€0TPOITHOMY MEPEeMEIINBAHIIO 2X C TOJYOJIOM M IOMEIIAIOT B BBICOKHI BaKyyM B Te-
yerne 30 muH. Octatok cBs3bIBatOT ¢ coeauneHueM VII (94 wmr, 0,14 mmons), HATU (133 wr, 0,35 mMoib) u
NMM (77 mka, 0,70 mmois). CMech ounmaroT ¢ momoribio BOXKX JIKWICOH ¢ MOMydeHUEM COeAMHEHUs 15
(15,4 mr, 13%) B BuAe TBEpIOrO BEIIECTBAa MEJNTOTO LBeTa. JaHHBIE 'H SAMP-cnektpockomuu (300 M,
CD;0D): 6 8,23 (d, J =9,5 I't, 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,33 (d, J =8,8 I'y, 1H), 5,95 (m, 1H), 5,78 (s,
1H), 5,22 (d, J =9,6 T'u, 2H), 5,13 (d, J =9,0 I', 2H), 4,63 (m, 2H), 4,45 (bs, 1H), 4,20 (s, 2H), 4,05 (s, 3H), 3,25
(m, 1H), 2,80 (m, 2H), 2,45 (m, 1H), 2,15 (m, 1H), 1,62 (m, 6H), 1,38 (d, 6H), 1,05 (s, 9H), nauusie *'P SIMP-
cniekrpockormu (121,4 MI', CD;0D): 6 37,283.

IIpumep 16. Ilonyuenue coequnenus 16.
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[Mpumeps! 16-23 mosy4aroT ¢ UCTIOIB30BaHUEM peareHTOB [ puHbspa. [leTanbHblil crIocO0 omucaH B NpH-
Mepe 19. JlaHHbIC 'H SAMP-criektpockornmm (300 MI'i, CD;CN): o 8,25 (m, 1H), 8,20 (m, 1H), 7,63 (s, 1H),
7,41 (m, 1H), 7,23 (m, 1H), 6,81 (br, 1H), 6,37 (m, 1H), 6,02 (m, 3H), 5,60 (br, 1H), 5,13 (m, 1H), 4,98 (m, 1H),
4,60 (m, 2H), 4,19 (m, 2H), 4,05 (m, 2H), 4,00 (s, 3H), 2,70 (m, 1H), 2,43 (m, 1H), 1,65 (m, 8H), 1,38 (d, 6H),
1,21 (m, 1H), 1,05 (s, 9H), nanHbIc 3p SAMP-cnekrpockornuu (121,4 MI't, CD;CN): 6 30,642 XXX/MC = 809
(M™+1).

IIpumep 17. [lonyuenue coequnenus 17.

H 4y,
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JNauusie 'H SAMP-cnekrpockomuu (300 MI', CD;0D): 6 8,27 (d, J =9,6 I'u, 1H), 8,18 (s, 1H), 7,75 (s,
2H), 7,31 (m, 1H), 6,67 (m, 1H), 5,93 (m, 2H), 5,77 (bs, 1H), 5,24 (d, J =17,1 T'u, 1H), 5,07 (d, J =11,4 T', 1H),
4,63 (m, 2H), 4,43 (bs, 1H), 4,20 (m, 2H), 4,04 (m, 5H), 3,23 (m, 1H), 2,76 (m, 1H), 2,40 (m, 1H), 2,08 (m, 1H),
1,90 (m, 3H), 1,72-1,40 (m, 8H), 1,38 (d, 6H), 1,05 (m, 9H), nanusie p SIMP-cnektpockonuu (121,4 MI'n,

CD;0D): § 33,223. )KX/MC = 823 (M'+1).
0 Ng AN
C@JE ’~

IIpumep 18. Ilonyuenue coequnenus 18.
°
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e T D
JlaHHbIC 'H SIMP-cniektpockonuu (300 MI'm, CD3OD). 6 8,27 (d, J =9,6 T'u, 1H), 8,17 (s, 1H), 7,74 (s,
2H), 7,32 (m, 1H), 6,63-6,41 (m, 1H), 5,98 (m, 2H), 5,77 (bs, 1H), 5,24 (d, J=17,1 T'n, 1H), 5,07 (d, T =11,4 T'w,
1H), 4,63 (m, 2H), 4,43 (bs, 1H), 4,17 (m, 2H), 4,07 (m, 4H), 2,75 (m, 1H), 2,42 (m, 1H), 2,10 (m, 1H), 2,07 (m,
3H), 1,72-1,40 (m, 8H), 1,34 (d, ] =6,3 I'n;, 6H), 1,04 (m, 9H).
Hannsie *'P SIMP-crexktpockormn (121,4 MI', CD;0D): & 33,781. )KX/MC = 823 (M'+1).

IIpumep 19. Ilonyuenue coequnenus 19.
_O. R /)—NH
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IIpomexyrounsrit mpoaykT III (1,0 T, 3,1 MMoIB) pacTBOPSIOT B Tosryosie (20 mi). JlaHHBIH pacTBOp OXJia-
)kaaroT g0 0°C u mo kammsim gpo6asisror (COCI), (1,6 T, 12,4 mmons). 3atem go6asisior IM® (45 wmr, 0,62
MMoJIB). Peakimio mpoBomst B Tederne 2 4 npu 0°C U ONPEIeNsoT e¢ 3aBeplleHHe 1Mo aHHbIM ° P SIMP-
CHEKTPOCKOHNH. Peakiiio KOHIIEHTPUPYIOT 0 MOTYyYCHHS Macyia OPAHKeBO-KEITOTO IIBETA M 3aT€M MOMEIIAI0T
TOJT BRICOKHI BakyyM B TeueHue | 4. [TosrydeHHBIH B pe3ynbTaTe oCcTaToK pacTBopsioT B TI'® (6,4 mi) u maH-
HBII pacTBOp oxyaxxkaatoT 1o -78°C. 1,0 M pactBop 1mc-1-6yrermarauiitopomuna B TT'® (9,1 M, 9,1 mmous)
J00aBISIIOT MO KarursiM. PeakumoHHyto cMech HarpeBaroT 1o KT u nepememuBaror B TedeHue 3 4. Peakuuto ra-
car ipu 0°C nobasnenunem Hackinl. NH,Cl (Boas.). Opranndeckyto ¢a3y pasBogir EtOAc u skcTparupyror Ha-
ceimt. NH4Cl (Bogn.) m coseBsiM pactBopoM. Opranmueckylo ¢aszy cymar Hax MgSO,4 Konuenrpuposanue
¢unbTpara nocie ynainenust MgSO, BakyyMHOH (uiIbTpanmei gaeT Macio OpaH)KeBOTO L(BETA, U3 KOTOPOTO
STHIIOBBIH 3¢up (1-0eH3MITOKCHKapOOHUIAMUHO-2-BUHIIIHKIONPOIHII )-0yT- 1 -eHuII(pOCHUHOBOI KHUCIOTHI BBI-
JIeNSAI0T KOJMIOHOUHOM xpomarorpadueii (SiO,, 100% EtOAc) B Bume mpo3paunoro macia (100 mr, 8% B aByx
cragusix), naHesie 'H SAMP-cnekrpockonuu (300 MI'n, CDCl;): & 7,33 (m, SH), 6,60-6,35 (m, 1H) 6,18-5,83
(m, 1H), 5,68 (m, 1H), 5,38 (m, 2H), 5,10 (m, 3H), 4,05 (m, 2H), 2,57 (m, 2H), 2,01 (m, 1H), 1,78 (m, 1H), 1,50
(m, 1H), 1,23 (m, 3H), 1,00 (m, 3H), nammsie >'P IMP-cnexrpockornuu (121,4 MI', CDCly): & 37,397, 35,875
NacTepPEeOMEpHI.

®dochunar (100 mr, 0,275 mmoins) cycneraupytot B 1 mur CH;CN u oxnaxknator 1o 0°C. J1o6GaBisitoT io-
notpumeTmiicriad (TMSI) (190 mx, 1,38 mmons) u pactBop HarpeBaroT 10 KT. Uepes 45 MuH pacTBOp CHOBA
oxnaxaaroT 10 0°C u k peaknuu 100aBisroT TpudTHiamMuH (0,5 v, 3,6 mmons) u 0,5 mm MeOH. Peaknuro Ha-
rpeBatoT 10 KT u mepememmBaroT B TeUeHUE MOTONHUTENBHBIX 20 MUH. Peaknuio KOHIEHTPUPYIOT, TBAKIBI
MOJBEPTalOT a3€0TPOITHOMY IIEPEMEIIMBAHUIO C TOJYOJIOM M ITOMEINAIOT IT0Jl BHICOKHH BakyyM B Teuenue 30
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MuH. TBeplioe BEMIECTBO CBA3BIBAIOT ¢ coequHeHueM VII, momydas coequaenue 19 mocie 04ucTKU 00parieHHo-
(dazoBoit BOXKX. [lannabie 'H SAMP-cniektpockomuu (300 MI', CD;0D): 6 8,25 (d, J =9,0 ', 1H), 8,19 (s, 1H),
7,73 (s, 2H), 7,35 (m, 1H), 6,52-6,28 (m, 1H), 5,95 (m, 2H), 5,77 (s, 1H), 5,24 (d, J =17,9 I'u, 1H), 5,06 (d, J
=11,1 I'u, 1H), 4,65 (m, 4H), 4,44 (bs, 1H), 4,20 (m, 2H), 4,04 (m, 4H), 2,76 (m, 1H), 2,52 (m, 3H), 2,43 (m,
1H), 2,13 (m, 1H), 1,62-1,35 (m, 10H) 1,38 (d, J =6,3 ', 6H), 1,03 (m, 12H), nanHsie Sip SMP-crieKTpoCKOTIHH
(121,4 MI'y, CD;0D): § 34,248. XKX/MC = 837 (M'+1).

[Ipumep 20. [Momyuenue coequaenns 20.
/>—-NH
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JlaHHbIC 'H SIMP-cniektpockonuu (300 MI'u, CD;0OD): & 8,27 (d, J =9,6 T'n, 1H), 8,18 (s, 1H), 7,74 (s,
2H), 7,32 (m, 1H), 5,97 (m, 1H), 5,72 (m, 2H), 5,24 (d, J =16,5 T'u, 1H), 5,07 (d, J =10,5 I'u, 1H), 4,66 (m, 2H),
4,43 (bs, 1H), 4,20 (m, 2H), 4,06 (m, 5H), 2,75 (m, 1H), 2,43 (m, 1H), 2,11 (m, 4H), 1,91 (m, 3H), 1,72-1,40 (m,
10H), 1,38 (d, J =6,2 T'i, 6H), 1,04 (m, 9H), nanusIe 3p SIMP-cnektpockonuu (121,4 MI', CD;0OD): 6 33,786
KX/MC =837 (M'+1).

IIpumep 21. Ilonyuenue coequnenus 21.
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JNauusie 'H SAAMP-cnekrpockonuu (300 MI'i, CD;0D): 6 8,25 (d, J =9,0 T'u, 1H), 8,15 (s, 1H),7,74(m,
1H),7,68(m, 1H), 7,57 (m, 2H), 7,40 (m, 4H), 6,57 (m, 1H), 5,98 (m, 1H), 5,68 (bs, 1H), 5,27 (d, J =17,1 I'n,
1H), 5,10 (d, J =9,0 I'u, 1H), 4,63 (m, 2H), 4,44 (bs, 1H), 4,18 (m, 2H), 4,04 (m, 4H), 3,31 (m, 1H), 2,70 (m,
1H), 2,38 (m, 1H), 2,15 (m, 1H), 1,72-1,40 (m, 8H), 1,38 (d, J =6,3 I', 6H), 1,03 (m, 9H), nanusie 'H SIMP-

crexrpockoruu (121,4 MT'n, CD;0D): § 33,372, JKX/MC = 885 (M '+1).
[Ipumep 22. [TomyueHue coequHeHUS 22.
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JNaussie 'H SAMP-cnekTpockomnuu (300 MI't, CD;0D): 6 8,25 (d, J =9 I'u, 1H), 8,17 (s, 1H), 7,74 (d, ] =
2,1 T'n, 1H), 7,68 (s, 1H), 7,55 (d, J = 6,9 'y, 2H), 7,2-7,5 (m, 4H), 6,05 (dt, J =9,6, 17,1 T'n), 5,71 (s, 1H), 5,27
(d,J=17,4Tnu, 1H), 5,09 (d,J =9,6 T't, 1H), 4,7 (t, ] =8,7 I'u, 1H), 4,6 (d, J = 12,6I', 1H), 4,51 (s, 1H), 4,06-
4,2 (brm, 3H), 4,04 (s, 3H), 2,74 (dd, J = 7,8, 13,8 T'u, 1H), 2,57 (m, 1H), 2,28 (m, 1H), 1,36-1,9 (brm, 10H),
1,33 (d,J = 6,3 T'n, 6H), 1,04 (s, 9H), nanusIe 3lp SAMP-cnexrpockomnuu (121,4 MI'u, CD;0D): § 10,2, XKX/MC

=883 (M'+1).
s
_o N AL ANH
oy

[Ipumep 23. ITomyuenue coequHeHNs 23.
9

N,/ L/OH

SRS e

®ochonoyto kucnory IV (363 mr, 1,17 mmois) cycnenaupytoT B 5 mut TT'® n oxnaxnaror no -40°C. 1H
NaN (TMS), (1,41 mi, 1,41 MMoIB) T0OABIISIFOT MO KAILUISIM B TeUeHHE 15 MHH ¢ mocieayromuM nodasieHuem 1-
6pom-3-meTninoyT-2-eHa (164 mxi, 1,41 mmoins) B 1 Mt TT'®. PactBop mepemenmmBaroT npu TeMrepaType oT -
40°C no KT B Teuenue 45 mun. Peaxuuto pazsonsar EtOAc u racst 20 ma 1H HCL. Opranndeckuii ciioif IpoMBbI-
BAIOT COJICBBIM PacTBOpOM, cymar Hag MgSO,, GunbTpyloT n KOHUEHTpUpYIOT. HeounieHHsIii MaTepuan o4u-
MIAIOT C TOMOIIBIO CHCTEMBI KOMOHMAKcIpecc-xpomarorpaduu, ucronb3ys rpaaueHt 30% EtOAc/rekcan mo
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100% EtOAc ¢ momydenumem sTHiIOBOro 3¢hupa (1-0eH3MmIOKCHKapOOHMIAMUHO-2-BHHIIIIMKIONPOITIT)-(3-
MeTmi-0yT-2-eHun)pocduHoBoit kucaoTsl (219 mr, 50%) B Buae macna KOpUYHEBOTO IBeTa. JlaHHOE Macio
(135 wmr, 0,36 mmons) cycieraupyioT B 1 M CH;CN u oxnaxknator g0 0°C. J[o0aBIAIOT HOAOTPUMETHIICHIIAH
(254 ™k, 1,79 mmons) u pactBop HarpeBaroT 10 KT. Uepes 45 mun pactBop cHOBa oxnaxaaroT mo 0°C u mo-
OaBysIrOT K peakuu TpudTHiaamMuH (1 mut, 7,33 mmons) u 2 Mt MeOH. Peakruio Harpesatot 1o KT u mepemenim-
BAaIOT B TEUCHHE NOTIONHUTEIHHBIX 20 MIH. Peakuuio KOHIICHTPHUPYIOT, MTOBEPTAIOT a3€0TPOTHOMY IIePEMETITH-
BaHUIO 2X C TOIYOJIOM W TMIOMEIIAIOT 0] BRICOKHUI BakyyM B TedeHue 30 MuH. HeounImeHHbIH MPOTYKT CBS3BI-
BalOT C MPOMEXKYTOUHBIM MpoaykToM VII, uto maer coeaunenne 23 mocie o9rcTkH ¢ momorisio BOXKX. Jlan-
ueie 'H SAMP-cnektpockonuu (300 MI', CD;0OD): 6 8,30 (d, J =9,5 I', 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,30 (m,
4H), 5,95 (m, 1H), 5,80 (s, 1H), 5,25 (d, J =9,6 'y, 2H), 5,13 (d, J =9,0 I'w, 2H), 4,75 (m, 2H), 4,45 (bs, 1H),
4,20 (s, 2H), 4,05 (s, 3H), 3,33 (s, 2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,15(m, 1H), 1,62 (m, 6H), 1,38 (d, 6H),
1,05 (s, 9H), mannsie °'P SIMP-criektpockormu (121,4 MI', CD;0D): & 42,837.
IIpumep 24. Ilonyuenue coequHeHus 24.

(o]
H
H N N'u g/OH
oY gl P e
2

Cycniensuto  Gopormapuna Hatpust (82 wmr, 2,17 wmmoms) U oTHinoBeld  a¢up  [(1-OeH3uio-
KCUKapOOHMUIAMHHO-2 -BUHUIILUKJIOTIPOTIMIT )3 TOKCH(OCHUHOMI | yKCYCHOW KHCIIOTHI, MOJy4eHHOH B mpumepe 91
(344 wr, 0,87 mmonb), B TT'® (3,5 M) nmepememmuBarot npu 50°C o Mepe mobarienus no karmsiv MeOH (710
MK1) B TeueHue 20 muH. [Tocne Beiaep:kuBanus B TeueHre 20 muH npu 50°C peakiuro KOHIEHTPUPYIOT U MOy~
YeHHBIA B pe3yibTaTe OCTaTOK B ATHianerate (15 mur) mpomsiBator H,O u coneBbiM pacTBopoM. BomHbIi crioi
JKCTPAruPyIOT ATHIANETATOM M 00heAMHEHHbIE opraHudeckue cyion cymat (MgSO,) U KOHIIEHTPUPYIOT JI0 TTO0-
nyaenns cromprta (282 mr, 91,8%). IIpoaykT mcmomns3yloT Oe3 anbHeimeid ounctkn. Jammeie 'H SIMP-
cnekrpockoruu (300 MI'u, CDCly): & 7,35 (s, SH), 5,99 (m, 1H), 5,64 (d, 1H), 5,38 (dd, 1H), 5,07 (s,
2H),4,12(m, 2H), 3,91 (m, 2H), 2,96 (bs, 1H), 2,18 (m, 3H), 1,76 (m, 1H), 1,62 (m, 1H), 1,50 (m, 1H), 1,26 (m,
3H), naunsie >'P SAIMP-cnekrpockonuu (121,4 MI'n, CDCly): 6 52,755, 49,793.

Crupt (112 wmr, 0,32 mmoinb) cyciernupytot B 1 Mma CH3;CN u oxnaxaarot 10 0°C. JloGaBisiioT HomoTpu-
Metwicunad (225 Mk, 1,58 Mmmons) u HarpeBaroT pactBop 1o KT. Uepes 45 MUH pacTBOp CHOBA OXJIAXIAIOT JIO
0°C u x peaknuu no6aBmistoT TpudTIiIaMuH (1 M, 7,33 mmois) u 2 Mt MeOH. Peakmmro HarpeBarot no KT u
HNEepEeMEIINBAOT B TEUEHHE NONMOJHUTENbHBIX 20 MHMH. Peakiuio KOHLUEHTPUPYIOT, MOABEPraloT a3eOoTPOIHOMY
nepeMeruBanuio 2X ¢ TOIY0JIOM W MOMEIIAIOT MOJ BHICOKMH BakyyMm B TeueHue 30 MuH. TBepmoe BeliecTBO
(104 wmr, 0,1 mmons) cycienaupyrot B 1 vt JIM®. [Jobasnsror HATU (152 wmr, 0,40 mmoins), coequaenue VII
(61 mr, 0,32 mmonb) 1 NMM (88 Mk, 0,80 mmoins). PactBop nepemernmBarot B TeueHne Houd npu KT. Cmech
ounniaoT obpameHHo-paszoBoit BOXX ¢ nomyuennem coemunenus 24 (33,3 mr, 25%) B BHIE TBEpIOTO Bellle-
cTBa xenroro nsera. Jamusie 'H SIMP-crektpockormn (300 MI', CD;OD): & 8,23 (d, J =9,5 I', 1H), 8,20 (s,
1H), 7,79 (s, 2H), 7,33 (d, J =8,8 I'y, 1H), 5,95 (m, 1H), 5,78 (s, 1H), 5,22 (d, J =9,6 I'u, 2H), 5,13 (d, J =9,0 I'w,
2H), 4,63 (m, 2H), 4,45 (bs, 1H), 4,20 (m, 3H), 4,05 (s, 3H), 3,83 (m, 2H), 2,80 (m, 1H), 2,78 (s, 3H), 2,45 (m,
1H), 2,20 (m, 1H), 2,15 (m, 1H), 1,62 (m, 2H), 1,50 (m, 6H) 1,38 (d, 6H), 1,05 (s, 9H), nauusie *'P SIMP-
cnekrpockornuu (121,4 MI', CD;0D): 6 45,011.

[Ipumep 25. [MomyueHue coequHEHUS 25.

JlaHHBIC 'H SAMP-cniekTpockonuu (300 MI'u, CD;OD): & 8,29 (d, J = 9,6 I'i, 1H), 8,18 (s, 1H), 7,75 (m,
2H), 7,32 (dd, J = 39,3 '), 6,00 (dt, J = 10,2, 16,5 ', 1H), 5,78 (s, 1H), 5,27 (d, J = 15,6 T'm), 5,10 (d, J = 12
I'u, 1H), 4,64 (m, 2H), 4,44 (1H), 4,17 (m, 2H), 4,08 (m, 1H), 4,05 (s, 3H), 2,76 (dd, J = 6,6, 13,5 I'u, 1H), 2,45
(m, 1H), 2,32 (m, 1H), 2,09 (m, 2H), 1,37-1,65 (brm, 16H), 1,34 (d, J = 6,3 I'r;, 6H), 1,05 (s, 9H), mannsie °'P
SMP-cnexrpockoruu (121,4 MI', CD;0D): § 45,7, XX/MC = 854,7 (M'+1).

ITpumep 26. Ilonyuenue coequHeHus 26.
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[Mpomexyrounstit mpoaykt IV (467 mr, 1,5 mmons) pactBopsitoT B 5,0 Ma cyxoro DCM. DIEA (523 mxd,
3,0 mmonb) u 381 Mk (3,0 mmosie) TMSCI 106aBistOT TMOCIEAOBATENFHO U 3aTEM MEPEMEIIUBAIOT PEAKITUIO
npu KT B Teuenune 5 mun. 3atem nobasmustor DIEA (523 mxir, 3,0 mmouts) u 209 Mk (3,0 MMois) GpomarieTo-
HUTpHia. Peaknuto HarpeBatoT 70 40°C 1 mepeMenmBaioT B TeUSHHUE HOYU. 3aTeM PEaKIMIO Pa3BOMIAT dTHIIAIIC-
TaTOM W KOHIEHTPHUPYIOT i ynaieaus DCM. 3atem opranudeckyro (azy nmpomsiBatoT Hacei. NH,Cl, Bogoi
1 coJieBbIM pacTBopoM. Opranmdeckyio a3y cymar Hax MgSO,. KonnenrpupoBanre QuibTpara mocie yaaie-
s MgSO,4 BakyyMHOU (QMIBTpalieil JaeT Macio OpPaHKEeBOTO [BETa, U3 KOTOPOTO MPOIYKT BBIIEIAIOT KOJIO-
HOUHO xpoMaTorpadueit (SiO,, YMCTHIH YTHIANETAT) B BHAE Ipospauroro Macia (190 mr, 37%), nauusie 'H
SIMP-cniexrpockornmu (300 MI', CDCL;): 6 7,35 (s, SH), 5,81 (m, 1H), 5,60-5,26 (m, 2H), 5,11 (s, 2H), 4,23 (m,
2H), 2,99 (m, 2H), 2,18 (m, 1H), 1,85- 1,70 (m, 1H), 1,65-1,47 (m, 1H), 1,35 (m, 3H), nauusie *'P SIMP-
crektpockormuu (121,4 MI', CDCl;): § 39,04, 36,33, JKX/MC =370 (M'+1).

CHsTHE 3aIUTH ¥ CBsI3bIBaHUE ¢ qunentuaoM VI, kak omucaHo BhIie, naet coequHenue 26 (60 mr 40%),
nannble 'H SAMP-cniexTpockomnuu (300 MI', CD;0D): 8,30 (d, J = 9,3 I'u, 1H), 8,23 (s, 1H), 7,74 (s, 2H), 7,30
(d,J=2,1, 8,7 I'y, 1H), 5,90 (m, 2H), 5,76 (b, 1H), 5,20 (d, J = 17,4 T'u, 1H), 5,05 (d, J = 11,1 T'y, 1H), 4,61 (m,
2H), 4,55 (s, 1H), 4,18 (m, 2H), 4,11 (s, 1H), 4,04 (s, 3H), 3,0 (m, 2H), 2,70 (m, 1H), 2,60 (m, 1H), 2,00 (m,
1H), 1,41-1,78 (m, 8H), 1,34 (d, J = 6,3 I'y, 6H), 1,04 (s, 9H).

Janubie °'P SIMP-cnextpockomuu (121,4 MI'u, CD;0D): § 24,48. JKX/MC = 822 (M'+1).

IIpumep 27. Ilonyuenue coequHeHus 27.

PactBop dochonoroii kucmotsl IV (436 mr, 1,40 Mmoinb), ocHoBanne Xanura (593 mki, 3,40 MMonb) 1
xynoprpumetmiicuian (378 mki, 3,12 mmons) B CH,Cl, (5 mim) nepememmBaroT nipu KT B Teuenue 1 9. Ilocne
nobasneHus xiop(merokcr)metana (220 mxi, 3,17 mmoins) pactBop HarpeBatoT npu 40°C B Tedenue 2 4. Pac-
TBOP KOHIICHTPUPYIOT U ocTaToK B dtmianerate (30 M) npomeiBaroT H,O (30 mut x 2). Bomablie Gppakimm 3KCT-
parupytot strianeTatoM (30 M) 1 00beMHEHHBIE Opranudeckre Gppakiuu cymar (MgSO,) 1 KOHLEHTPUPYIOT.
OCTaToOK OYHIIAIOT KOJIOHOYHOU XpoMaTorpaduei, NCIONb3ys TeKCaH:ITIIAICTAT B KAYSCTBE AIIFOCHTA, C MOJy-
uennem coemuuenns 27 (297 mr, 60%), nannsie 'H SIMP-criextpockormmu (300 MI'ti, CDCly): & 7,35 (s, SH),
6,00 (m, 1H), 5,44 (m, 2H), 5,15 (m, 1H), 5,07 (s, 2H), 4,18 (m, 2H), 3,87 (m, 1H), 3,77 (d, J =6,6 I';, 2H), 3,43
(s, 3H), 2,20 (m, 1H), 2,07 (m, 1H), 1,80 (m, 1H), 1,64 (m, 1H), 1,48 (m, 1H), 1,28 (m, 3H), manmsie >'P SIMP-
cnexrpockonmu (121,4 MI'y, CDCLy): 6 44,0099, 43,403, 40,648, 40,353.

CHsTHe 3alUTE M CBs3bIBaHHUE ¢ aunentuaoM VI, kak omucaHo Beliie, naet coemaunenue 27. XXKX/MC =
827 (M'+1).

IIpumep 28. Ilonyuenue coequHeHus 28.

S
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Coenunenne 1V (1,64 1, 5,31 mmois) pactBopsitor B CH,Cl, (60 M) 1 oxiaxnatot go 0°C. JloGaBisioT
JquusonpormmnTIIaMuH (1,96 Mir) u mepemMemmBarOT B TedeHune 15 muH. Xmoprpumetmicuiad (1,40 mi) mo6as-
JSIIOT TI0 KaruisiM. PeakimoHHyro cMech HarpeBatoT 10 KT n nepememmBaroT B TeueHue 1 4. JloGaBnsior aTmi-
opomanerar (2,92 mi) u HarpeBaroT peaknuto 10 45°C B TeUeHHE HOYH. PEakIMOHHYIO CMECh OXJKIAIOT 10
KT, pazBogar CH,Cl,, npomsiBarot BogusiMm NH4Cl, cymat Na,SO, n KoHIeHTpHpyIoT. HeounieHHsIi poayKT
OYMIIAIOT KOJIOHOYHOW XpomMaTorpadueii, nonydas 1,15 T atunosoro adupa [(1-6eH3nnokcukapOoHUIaMUHO-2-
BUHWJILUKIJIOTIPOIIHIT)3TOKCH()OCHUHOMIT | YKCYCHOH KUCIIOTHI C BEIXOAOM 55%.
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K pacrtBopy cnoxxnoro adupa (679 mr, 1,72 mmons) B Tomyosne (25 mi) npu -78°C nobasmstor 1,0 M DI-
BAL B CH,Cl, (6,6 mn, 6,6 MMOJIb) U IepeMenuBaroT B TeueHue 2 4. Cmech BeutnBatoT B 6H HCI Temmepartypsr
meaa (100 M), akctparupyroT EtOAc u koHnmerTpupytot. Octatok nepepactBopsitoT B CH,Cl,, HepacTBOpUMBIi
MaTepHall yOalsioT (QIIBTPOBAHHEM dYepe3 IeTHUT M KOHLIEHTPUPYIOT (HUIbTpaT OO0 MOJMydYCHHS OECIBETHOTO
Macia. Macno pacteopsiroT B CH,Cl, (20 M) u 3ateM mocienoBatensHo godasisitor AcOH (0,52 mi), tpudTo-
patrnamuH (260 Mr) 1 Tpuanerokcuboporuapua Hatpus (730 mr). Cmech nepememmBaroT ipu KT B Teuenne 16
4. Peakmuio pacnpeaenstor mexny CH,Cl, n HaceimerasiM NaHCO;. Opranwdeckuii ¢ioi KOHIEHTPUPYIOT U
OYHIIAIOT KOJIOHOYHOU XpomaTtorpadueii ¢ momydenuem 310 mr pochunaTta B Buge Macna.

K pactBopy docdunara B CH;CN (1 mn) npu 0°C nobasisitot fionorpumermicunan (0,03 mur). Peakunon-
HyI0 cMech HarpeBaroT 1o KT, mepememuBarot B TedeHue 0,5 9 u oxnaxnaroT 1o 0°C. JJo0aBIsFOT TpUATHIAMUH
(0,2 mu), a 3arem MeOH (2 mi) u peakuuto HarpepatoT 10 KT. CMech KOHIEHTPHUPYIOT U CYIIAT 0] BAKYYMOM,
noxydasi 23 Mr aMHHa B BUJI€ HEOUHMILIEHHOTO IIPOAYKTA.

Kucnory VII (35 mr) pactBopstor B IM® (0,8 mi). obasmstor HATU (30 Mr) u cmech OXJIaXIaroT 0
0°C. do6asmstor DIPEA (0,04 M) u cmechk nepememusatot pu KT B Tedenue 1 4. J[o6aBisiroT pacTBOp aMHHa
B CH,Cl, (2 M) u mepememmBaior B Teuenue 1 1. Peakmuto racar H,O u ymansror CH,Cl, B Bakyyme. Henety-
YUl OCTaTOK ouMImaloT ¢ momombio BIXKX, momydas 19,9 mr coemumnenust 28. JlaHHbIE 'H amPp-
cnekrpockonuu (300 MI'n, CD;0D): & 8,28 (d, J =9,3 I'y, 1H), 8,18 (s, 1H), 7,74 (s, 2H), 7,30 (dd, J = 2,4, 9,0
I'm, 1H), 5,97 (m, 1H), 5,79 (brs, 1H), 5,23 (d, J = 17,7 I'u, 1H), 5,06 (d, J = 11,7 T'n, 1H), 4,65 (m, 2H), 4,46
(brs, 1H), 4,15 (m, 2H), 3,90-4,10 (m, 6H), 3,55 (m, 1H), 3,39 (m, 1H), 2,80 (m, 1H), 2,45 (m, 1H), 2,12 (m,
3H), 1,4-1,7 (m, 10H), 1,34 (d, J = 6,3 I'y, 6H), 0,95-1,15 (brs, 9H).

[Ipumep 29. [Momyuenue coequaeHNs 29.
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PactBop coemunenus IV (149 wmr, 0,482 mmoinp) B TI'® (2,41 M) oxnaxnatot g0 -40°C. K pactBopy 10-
6asistror pactBop 1 M NaHMDS B TT'® (0,578 i) 1 nosrydeHHYIO B pe3ybTaTe CMECh IIEPEMEIINBAIOT B TEUe-
Hue 30 MuH 1 3aTeM no0aBisitoT 2-6pomaTmiioenson (107 mr, 0,578 mMmors). [lomydeHHBIH B pe3ynabraTe pac-
TBOP IEPEMEIIHMBAIOT B TEYEHHUE 2 JOMOJHHUTEIBHBIX 4, IIOKa HE U3PACXOIYIOTCS BCE MCXOHBIE MaTepralibl, KaK
ompezensior ¢ nomoinsio JKX/MC. Peakimio o0pabaTeiBalOT ynalleHHEM PacTBOPUTENs B Bakyyme. OcTaTok
pactBopsitor B EtOAc u mpombiBatoT HachkimeHHBIM BogHbIM NH,Cl. Opranuueckuii cioif cymar U mpoIyKT
OYMIIAIOT C HCIIOJIb30BaHHEM Xpomarorpauu Ha CHIIHMKarese, mosydas 74 Mr IpOAyKTa B BUJE IPO3PavyHOTO
Mmacia. EI MS (m/z) 436,1 [M.Na].

K pactBopy 6em3mi(1S,2S5)-1-((S)-aTokcu-(deneTrn)dochoprn)-2 -BUHAIIHKIONponikapbamara (72 mr,
0,174 mmonw) B cyxom anerorutpmite (1,74 mur) mo6asmstor TMSI (0,124 mu, 0,87 mmonb). Peakiuio nepemMe-
MIMBAIOT NTPH KOMHATHOM TemriepaType B TeueHue 1 4, moka ananu3 JKX/MC He yka3pIBaeT Ha 3aBEpIICHHUE pe-
akuu. Cmechk racst nobdasnenrem TEA (0,243 mur, 1,74 Mmoitp) ¢ mocnenyromum nodasneaneM MeOH (10 mo).
OCTaTOK CYIIAT U HCTIONB3YIOT 6e3 nampHeimeit ounctku. EI MS (m/z) 252,3 [MH'], 274,1 [M+Nal].

PactBop (S)-((18,2S)-1-amuno-2-Buannuknonponwi)(penermn)pochunoroit kucnorer (43 wr, 0,171
MMOJIb), KapOoHOBo# kucaoTsl VII (112 mr, 0,171 mmois) B pactBope 1:1 IM® u CH,Cl, (1,7 mi) nepementu-
BatoT ¢ HATU (98 wmr, 0,256 mmons) u DIEA (0,119 mi, 0,685 MMonbp) B TeueHne 1 4, moKa peakiius He 3aBep-
mmrcst. [Iponykt ouninarot odpamenno-dpazosoit BOXX (ACN, 0,05% TDPA-H,0, 0,05% TDA), nonydas tpe-
6yemsiit mpoxykr. Jauusie 'H SIMP-criekrpockomuu (300 MI', CD;0D): & 8,27 (d, 1H, J =9 T'w), 8,16 (s, 1H),
7,75-7,71 (m, 2H), 7,30 (d, 1H, J =11 '), 7,27-7,22 (m,5H), 6,01 (dt, 1H, J=17,10 '), 5,75 (brs, 1H), 5,28 (d,
IH5 1 =17 I'n), 5,11 (d, IH3 J = 11 I'm), 4,68-4,58 (m, 2H), 4,44 (br s, 1H), 4,22-4,10 (m, 2H), 4,04 (s, 3H),
3,05-2,83 (m, 2H), 2,82-2,70 (m, 1H), 2,48-2,37 (m, 1H), 2,18-2,03 (m, 3H), 1,68-1,40 (m, 10H), 1,33 (d, 6H5 J
= 6 I'm), 0,99 (s, 9H); maunbIC 3lp SAMP-cnektpockonuu (121,4 MI'u, CD;0D): ¢ 47,2; EI MS (m/z) 887,4
[MH].

[Ipumep 30. [Momyuenune coequaenns 30.
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[Mpumepst 30-33 nomyyaroT TeM ke crocodooM, 4To mpumep 29.
[IpemapatuBHOit oOpamenHo-¢a3zoBoit BOXX momygatotr coenunenne 30 (10 mr, 33%), TBepmoe BemiecTBO
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JKEITOro npeta. JlaHHbIC 'H SAMP-cniektpockonuu (300 MI', CD;0D): 6 8,27 (d, J =9,4 I', 1H), 8,16 (s, 1H),
7,74 (s, 1H), 7,72 (s, 1H), 7,32 (m, 3H), 7,23 (m, 2H), 6,00 (m, 1H), 5,75 (s, 1H), 5,27 (m, 1H), 5,10 (m, 1H)
4,64 (m, 2H), 4,46 (m, 1H), 4,16 (m, 3H), 4,04 (s, 3H), 3,10 (m, 2H), 2,76 (m, 1H), 2,43 (m, 1H), 2,10 (m, 3H),
1,60 (m, 8H) 1,34 (m, 6H), 1,02 (s, 9H), nanHbic 3lp SIMP-cnextpockonuu (121,4 MI'u, CD;0D): 644,597 KX
(mpoBoAT B TeUeHHE 6 MUH, BpeMs yaepkuBanus = 3,82 muH) MS (921,6, M+1).

[Ipumep 31. IMomyuenune coequaenns 31.
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OuncTkoil mpenapaTHBHON oOpameHHo-(pa3oBoit BOXKX moxydator coenunenne 31 (23 mr, 47%) B BuIAe
TBEPAOIO BEILECTBA KEJITOro 1pera. JlaHHbIe 'H SAMP-cnekrpockonuu (300 MI', CD;0D): 6 8,22 (d, J =9,2
I'm, 1H), 8,11 (s, 1H), 7,70 (s, 1H), 7,68 (s, 1H), 7,25 (m, 3H), 6,99 (m, 2H) 5,98 (m, 1H), 5,70 (S, 1H), 5,21 (m,
1H), 5,05 (m, 1H) 4,58 (m, 2H), 4,40 (s, 1H), 4,11 (m, 2H), 3,99 (s, 3H), 2,91 (m, 2H), 2,70 (m, 1H), 2,38 (m,
1H), 2,08 (m, 3H), 1,50 (m, 8H), 1,29 (m, 6H), 0,93 (s, 9H), nanusIe 3lp SIMP-cniektpockonuu (121,4 MI'1,
CD;0D): ¢ 44,896, KX (mpoBomsT B TeueHue 6 MuH, Bpems yaepxkuanus = 3,70 mun) MS (905,5, M+1).

[Ipumep 32. IMomyuenue coequaeHNs 32.
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OuncTkoil npenapaTUBHON 06pameHHO—q)a3OBon BDXX noxyuator coenunenue 32 (85 mr, 65%) B Buze
TBepIOTO BelecTsa xenroro nsera. Jauusie 'H SIMP-criektpockommu (300 MI', CD;0D): & 8,215 (d, J =9,3
I'y, 1H), 8,11 (s, 1H), 7,70 (s, 1H), 7,69 (s, 1H), 7,25 (m, 2H), 7,025 (m, 4H), 5,95 (m, 1H), 5,69 (s, 1H), 5,22
(m, 1H), 5,06 (m, 1H), 4,59 (m, 2H), 4,40 (s, 1H), 4,10 (m, 2H), 3,99 (s, 3H), 2,90 (m, 2H), 2,70 (m, 1H), 2,36
(m, 1H), 2,26 (s, 3H) 2,10 (m, 3H)5 1,50 (m, 8H) 1,29 (m, 6H), 0,93 (s, 9H), nanHbIe 3p SIMP-cTIeKTpOCKOTTH
(121,4 MI'n, CD;0D): & 45,420. )XX (mpoBomsT B TedeHue 6 MUH, Bpems yaepxuBanust = 3,77 mun) MC

(902,6, M+1).
/O@j/[';—NH
l Z

[Ipumep 33. [Momyuenue coequaeHNs 33.
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Ouncrkoil npenapatuBHON oOpameHHo-(pazoBoli BOXKX momydator coennnenune 33 (70 mr, 55%) B BuIe
TBEPJIOTO BEIIECTBA JKEITOTO IBeTa. /laHHEIC 'H SAMP-cnekrpockonuu (300 MI'n, CD;0D): 6 8,25 (d, J =9,1
I'm, 1H), 8,17 (s, 1H), 7,74 (m, 2H), 7,31 (m, 1H), 7,21 (m, 2H), 7,04(m, 1H), 5,95 (m, 1H), 5,75 (bs, 1H), 5,25
(m, 1H), 5,10 (m, 1H), 4,60 (m, 2H), 4,40 (bs, 1H), 4,13(m, 2H), 4,04 (s, 3H), 3,09 (m, 2H), 2,70 (m, 1H), 2,42
(m, 1H), 2,10 (m, 3H), 1,50 (m, 8H), 1,33 (m, 6H), 0,97 (s, 9H), nannbIe 3lp SIMP-cniektpockonum (121,4 MTI't,
CD;0D): ¢ 44,588, XXX (mpoBomaT B TeueHue 6 MuH, Bpems yaepxkuanus = 4,22 mun) MC (940,3, M+1).

[Ipumep 34. ITomyuenue coequaeHNs 34.
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[Mpomexyrounstit npoaykr IV (1,08 1, 3,5 mmons) pacteopsiior B CH,Cl, (40 M) n oxnaxnator go 0°C.
Jobasmstor munzonponmmTiiiaMuH (950 mr, 7,35 MMOJIb) M IepeMEIINBalOT B TeUeHHe 15 MuH.

Xnoprpumermicwian (800 mr, 7,35 MMOIb) TOOABISAIOT MO KaruisiM. PeakMOHHYIO CMECh HAarpeBaroT JI0
KT u mepememmBarot B Teuenue 1 4. JloGaBisroT XJIIopMeTHiICYIbhaHmwiOeH30 (2,77 T, 17 MMOIIb) U peaKInio
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HarpeBaroT 10 45°C B TeueHue Houn. Peakimonnyto cMmech oxnaxaawt a0 KT, pasBoast CH,Cl,, mpomsiBatoT
BogubiM NH4Cl, cymat Na,SO, ¥ KOHUEHTpUpPYIOT. HeouuineHHBI NpOAYKT OYMINAIOT KOMOHMIKCHpecc-
xpoMmatorpadueid, mosydas 222 mr docdunara. K pactBopy moxydeHHoro Boime ¢ochunara (222 mr, 0,52
MMoutb) B CH3CN (1 mm) mpu 0°C nmoGasnsitor Homotpumerwicunad (0,36 i, 2,58 mMmonns). PeakimonHyio
cMmech HarpesatoT 0 KT u nmepememmBarot B Tedenne 30 muH 1 3ateMm oxnaxkaaroT ao 0°C. Jlo6asmstor 2,6-
nytagud (0,3 mi1) m MeOH (0,6 mu) n mepememmBaroT B Tedenne 10 MuH. PacTBOpUTENh KOHIICHTPUPYIOT H
OCTaTOK yHapHBalOT BMECTE C TOJIYOJIOM (5 MJI) M CymaT 1oJ BakyyMoM B TedeHue 20 MUH, TOJTydasi HEOUH-
meHHblit amuH. CesisbiBanme ¢ kucaotoii VII (168 mr, 0,26 mMmois) maer 150 mr coemunenns 34. Jlanusie 'H
SAMP-cnexrpockonuu (300 MI't, CD;0D): 6 8,27 (d, J =9,6 ', 1H), 8,20 (s, 1H), 7,72 (s, 2H), 7,41 (d,J = 17,8
I'm, 1H), 7,27 (m, 3H), 7,15 (d, J = 7,2 ', 1H), 5,94 (m, 1H), 5,74 (s, 1H), 5,28 (d, ] = 17,1 T'm, 1H), 5,11 (d, J=
11,1 T'u, 1H), 4,63 (m,2H), 4,48 (s, 1H), 4,16 (m, 2H), 3,36 (m, 2H), 2,74 (m, 1H), 2,46 (m, 1H), 2,10 (m, 1H),
1,70-1,40 (m, 8H), 1,30 (m, 6H), 0,97 (s, 9H), nanusIe 3lp SAMP-cnekrpockonuu (121,4 MI'n, CDCl;): 639,174

KX/MC = 905,20 (M'+1).
IIpumep 35. Ilonyuenue coequHenus 35.
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JNaunusie 'H SAAMP-cnekrpockonuu (300 MI', CD;0D) 6 8,29 (d, J = 9,3 T'n, 1H), 8,18 (s, 1H), 7,75 (s,
2H), 7,17-7,34 (brm, 6H), 5,96 (dt, J = 9,9, 17,1 I'u, 1H), 5,79 (s, 1H), 5,27 (d, J = 17,1 T'n, 1H), 5,09 (d, J =
10,2 T, 1H), 4,69 (m, 2H), 4,46 (s, 1H), 4,07-4,2 (brm, 3H), 4,05 (s, 3H), 3,29 (d, J = 15,6 I'u, 2H), 2,78 (dd, J
=17,5,14,1 'y, 1H), 2,48 (1,1H), 2,11 (m, 1H), 1,38-1,7 (brm, 10H), 1,34 (d, ] = 6,3 I';, 6H), 1,02 (s, 9H), nan-
upie > P SIMP-criextpockomun (121,4 M, CD;0D): 8 43,3. )KX/MC = 872,7 (M™+1), 894,5 (M"+Na).

[Ipumep 36. [Tomyuenue coequaeHNs 36.

®ocdonoyto kucnoty IV (409 mr, 1,32 mmois) cycnienaupytot B 2,5 ma CHCI;. U3 peakiiioHHON KOOBI
M0JI BAKYYMOM YJaJIsIFOT BO3AyX M 3amentatoT N,. Jlo6asinsioT ocHoBanne Xanwura (552 Mk, 3,16 Mmons), a 3a-
TeM xjiopTpuMeTiiciamt (368 Mk, 2,90 mmons). Uepes 5 mun nodasisor 1-(6pommernn)-2-gpropdbenzon (334
MK, 2,77 MMoIb) U pacTBop HarpesatoT nipu 40°C. Uepe3 4 4 peakmuio KOHIEHTpUPYIOT. OcTaTok pacrpene-
nsiiotT Mexay EtOAc u H,O u mpomeiBator H,O. Opraandeckuit cioit cymar vag MgSQO,4, GUIbTpyIOT U KOH-
HeHTPHPYIOT. HeounmmeHHsI MaTepral OYHINAIOT, MCIONB3YS CHCTEMY KOMOMAIKCIpeccH-Xxpomarorpaduu c
nomomeio Tpaauerta ot 50% FEtOAc/Hex mo 100% EtOAc c momyuenmem »sTmioBoro 3¢mpa (1-
OeH3MIOKCHKapOOHUIAMHUHO-2-BUHIJIIUKIIONponyiI)-(2-hropOensmn)pochrnoBoit kuciotsl (142,8 mr, 26%) B
BHZE Macia KopudaeBoro upera. Jauusie 'H SIMP-crexrpockomuu (300 MI', CDCLs): & 7,29-7,48 (m, 6H),
7,16-7,29 (m, 1H), 7,16-6,98 (m, 2H), 6,06 (dt, 0,4H, J = 17,1 u 10,2 I'm), 5,76 (dt, 0,6H, J = 17,1 n 9,9 T'n),
5,28-5,41 (m, 0,6H), 4,96-5,22 (m, 3,8H), 4,90 (d, 0,6H, J = 9,9 I'n), 3,9-4,17 (m, 2H), 3,05-3,53 (m, 2H), 2,11-
2,26 (m, 0,4H), 1,91-2,05 (m, 0,6H), 1,70-1,82 (m, 1,4H), 1,50-1,60 (m, 0,6H), 1,05-1,32 (m, 4H), nanssre *'P
SMP-criektpockomun (121,4 MI'y, CDCly): & 46,333, (0,4P), 49,339 (0,6P). "°F (121,4 MTI'u, CDCly): &
-112,931 (0,6F), -118,315,0,4F).

Ocrarok (142,8 mr, 0,34 MmMons) cycieHmupyioT B 1 i CH3CN u oxmaxnarot no 0°C. Jlo6apnsroT Hon-
tpumetmicwnnn (TMSI) (243 mxn, 1,71 mmone) u pactBop HarpeBatoT 10 KT. Uepes 45 MuH pacTBOp CHOBa
oxnaxaarot 10 0°C u gobasmnsroT TpudTHiamMuH (1 mut, 7,33 Mmmoobp) u 2 man MeOH. PactBop Harpesarot no KT u
MePEeMEIINBAIOT B TeUCHHE AOMOTHHUTENBHBIX 20 MHH. PacTBOp KOHIIEHTPUPYIOT, TOABEPTalOT a3e0TPOITHOMY
nepeMenmuBanuio 2X ¢ TOIYOJIOM U TIOMEMIAIOT IO/ BBICOKHA BakyyM B TeueHune 30 MuH. HeodumeHHsIi mpo-
IIYKT cBsi3bIBatoT ¢ kuciorou VII (148 mr, 0,23 mmoins), HATU (218 wmr, 0,58 mmonp) u NMM (126 mx, 1,15
MMOJIB) ¢ TosrydeHneM coenuuenus 36 (122 mr, 60%) B BHIE TBEpJOTrO BEIIECTBA JKEITOTO I[BETA ITOCIIE OYUCT-
ku BOXKX ixmincon. Jauusie 'H SAMP-cnekrpockomnuu (300 MI'u, CD;0D): 6 8,30 (d, J =9,5 T'i, 1H), 8,20 (s,
1H), 7,79 (s, 2H), 7,42 (t, 1H), 7,35 (d, J =8,8 I'y, 1H), 7,22 (m, 1H), 7,15 (m, 2H), 5,95 (m, 1H), 5,78 (s, 1H),
5,35 (d, J =9,6 I'y, 2H), 5,15 (d, J =9,0 I', 2H), 4,75 (m, 2H), 4,45 (bs, 1H), 4,20 (s, 2H), 4,05 (s, 3H), 3,33 (m,
2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,20 (m, 1H), 1,62 (m, 6H), 1,38 (d, 6H), 1,05 (s, 9H), nauusie °'P SIMP-
cniekrpockornuu (121,4 MI', CD;0D): ¢ 42,259.

IIpumep 37. Ilonyuenue coequnenus 37.
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®ocdonoyto kucnory IV (350 mr, 1,13 mmois) cycnenaupytot B 2,5 ma CDCl;. U3 peakiiioHHON KOOBI
TI0JT BAKYYMOM YyIAJSIOT BO3MyX M 3aMemaroT N,. JfobaBnstor ocHoBanue Xanwura (472 Mk, 2,71 MmMmodn), a 3a-
TeM xjnopTpuMeTiiciam (315 Mk, 2,48 mmons). Uepes 5 mun no6asisor 1-(6pommernn)-3-gpropdbenson (449
Mr, 2,37 mmons) B 500 Mxit CDCl; u pactBop HarpeBatoT nipu 40°C. Uepes 4 4 peakmuio KOHIEHTpUPYIOT. OcTta-
ToK pactpenensitoT Mexay EtOAc u H,O u mpomsiBator H,O. Opranndgeckwii cioit cymar vag MgSO,, duibTt-
PYIOT M KOHLEHTPUPYIOT. HeEouHnmeHHBII MaTepuan OYHWIAI0T C IIOMOINBI0 CHCTEMBI KOMOMIKCIpecc-
xpomarorpaduu, ucrmons3ys rpagueat ot 50% EtOAc/Hex no 100% EtOAc ¢ mosryuenneM 3THiioBoro 3¢dupa
(1-6eH3mnokcukapOOHMIIAMIHO-2 -BUHUIIIUKIIONporv)-(3-gpropoensmn)pochunosoit kucnorst (110 mr, 23%) B
BUze Macia kopuuHeBoro 1Bera. Ocrarok (110 mr, 0,26 Mmons) cycnenaupyioT B 1 Mt CH3;CN n oxnaxnaror
1o 0°C. Hob6asmsttot foarpumermncunun (TMSI) (187mxi, 1,31 mmons) u pactBop HarpeBatoT 10 KT. Uepes 45
MHH pacTBOp cHoBa oxyaxkaatoT 10 0°C u noGasinsttoT TpudTiiamud (1 M, 7,33 mmois) u 2 Mt MeOH. Pactop
HarpeBaroT 10 KT u nepeMemmBaroT B Te4eHHE JONMOJHUTENBHBIX 20 MUH. PacTBOp KOHIIGHTPUPYIOT, MOABEP-
rafoT a3e0TPOITHOMY NepeMeIINBaHuI0 2X C TOIYOJIOM M HOMENIAIOT 0] BEICOKHH BakyyM B TeueHue 30 MuH.
CesaspiBanue ¢ coequHenneM VII naet coequnenne 37 (86,5 mr, 57%) B BUe TBEpJOTO BEIIECTBA KEITOTO I1BE-
ta. Tanusie 'H SIMP-cnextpockomun (300 MI'n, CD;0D): & 8,30 (d, J =9,5 I', 1H), 8,20 (s, 1H), 7,79 (s, 2H),
7,33 (m, 2H), 7,18 (m, 2H), 6,98 (t, 1H), 5,95 (m, 1H), 5,78 (s, 1H), 5,22 (d, J =9,6 I'n3 2H), 5,13 (d, ] =9,0 T'u3
2H), 4,65 (m, 2H), 4,42 (bs, 1H), 4,20 (s, 2H), 4,05 (s, 3H), 3,33 (m, 2H), 2,80 (m, 1H), 2,45 (m, 1H), 2,15 (m,
1H), 1,62 (m, 6H), 1,38 (d, 6H), 1,05 (s, 9H), nanHbICc lp SAMP-cnekrpockoruu (121,4 MI'u, CD;0D): &
42,855.

[Tpumep 38. [Tomyuenue coequHeHNs 38.

®ocdonoyto kucnory IV (404 mr, 1,30 mmois) cycienaupyiot B 2,5 ma CDCl;. U3 peakiiioHHON KOIOBI
MOJT BAKYYMOM YAAJISIOT BO3IyX U 3aMemaroT N,. Jlo6aBnsror ocHoBanue Xanura (543 Mk, 3,12 MMonb), a 3a-
TeM xjopTpuMerwicwiua (363 Mk, 2,86 mmonb). Yepes 5 mua nobammsiior 1-(6poMmeriin)-4-hTopOeH30IT
(337mxm, 2,77 mMoutb) 1 pactBop HarpesatoT mpu 40°C. Uepes 4 9 peakiuio KOHIEHTpUPYIOT. OcTaToK pacmpe-
nemstioT Mexny EtOAc n H,O u mpomsiator H,O. Oprannueckuii cioit cymar vag MgSO,, GUIbTpyroT U KOH-
HEHTPHPYIOT. HeounImeHHsI MaTeprail OYHIIAI0T ¢ TIOMOIIBI0 CHCTEMBI KOMOMIKCIIpecc-xpomarorpaduu, uc-
nmonp3ys rpagumeHT oT 50% EtOAc/Hex mo 100% EtOAc c¢ momyuenmem »stmiioBoro 3¢wupa (1-
OeH3MIOKCHKapOOHUIIAMHUHO-2-BUHIIIIIUKIIONporin)-(4-propoersmn)pochuaonoii kucnotel (164 mr, 30%) B
BUJIC Macjia KOpHYHEBOTo IBeTa. Heounmennsrit mpoaykr (151 mr, 0,36 mmons) cycrienaupyioT B 1 mn CH;CN
u oxnaxaaroT 10 0°C. Jobasistor fioarpumermicwmmwt (TMSI) (257 Mk, 1,81 MMOJIb) ¥ pacTBOp HarpeBaroT JI0
KT. Yepes 45 mun pactBop cHoBa oxnaxnaroT 10 0°C u mobasmsror TpudTmwiaMud (1 mur, 7,33 MMomb) U 2 M
MeOH. PactBop nHarpeBatoT 1o KT u nepememuBaroT B TedeHue NOMONHUTENbHBIX 20 MuH. PacTBOp KOHIEH-
TPHUPYIOT, MMOJABEPTaIOT a3€0TPOITHOMY MEPEMEIIMBAaHUIO 2X C TOIYOJOM M IMOMEIIAIOT O] BRICOKHI BaKyyM B
teuenne 30 muH. TBepayro (1-aMHUHO-2-BHHHIIMKIONPONH)-(4-hTOpOeH3MT)(POCHUHOBYIO KHCIOTY HCIOJb-
3YIOT HETIOCPEICTBEHHO.

Kucmory VII (1,57 mr, 0,24 mMonb) cycienaupyiotT B 1 M JIM®. Jobasnstor HATU (228 mr, 0,60
MMOJIb), (1-aMUHO-2-BHHHIITUKIONIpOITHN )-(4-hTopoen3nn)pochunoByro kucnoty (92 mr, 0,36 MMoOIIb), a 3aTeM
NMM (132 mkia, 1,20 mmons). PactBop mepememmuBaroT B TeueHue Houn npu KT. Cmech oummaror BOXX
JIKAIICOH ¢ momydenneM coexunenns 38 (133 Mr, 62%) B BHIe TBEpIOTo BEIIECTBa %keaToro nsera. Janmsie 'H
SAMP-cnexrpockoruu (300 MI'u, CD;0D): 6 8,30 (d, J =9,5 I'y, 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,35 (d, J =8,8
I'm, 1H), 7,05 (t, 2H), 5,95 (m, 1H), 5,78 (s, 1H), 5,35 (d, J =9,6 'y, 2H), 5,15 (d, J =9,0 I'u, 2H), 4,75 (m, 2H),
4,45 (bs, 1H), 4,20 (s, 2H), 4,05 (s, 3H), 3,33 (m, 2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,20 (m, 1H), 1,62 (m, 6H),
1,38 (d, 6H), 1,05 (s, 9H), mannsie *'P SIMP-crekrpockomuu (121,4 MI'y, CD;0D): & 43,659.
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IIpumep 39. Ilonyuenue coequnenus 39.
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PactBop docdonopoit kuciotsr IV (330 wmr, 1,07 MMOJIb) U ocHOBaHMe XaHwura (392 mki, 2,25 MMoOIb) B
CH,CI, (9,7 mi) nepemenmBator npu 0°C mo mMepe q00aBiIeHUs MO KaluisiM XJIOpTpuMeTwiIcia (285 Mk,
2,25 mmons). PactBop HarpeBarot 1o KT u uepes 40 muH 106aBnstoT 2-(6pommern)oen3onutpua (461 mr, 2,35
MMOJIb) ¥ pacTBop HarpesatoT npu 40°C B Teuenue 5 4. PactBop nepememmBatot npu KT B Teuenne 12 9 1 koH-
neHTpupytot. Octatok pacnpenerstor mexay CH,Cl, u NH4Cl. Oprannyeckuii cnoii cymar (MgSO,) u KoH-
HeHTPHPYIOT. HeounmeHHpI MaTeprajl OYMIIAlOT C IOMOIIBI0 CHCTEMBI KOMOMIKCIIpecc-XxpoMaTorpaduu, mo-
nmydast 3THIOBBIH 3¢up (1-0eH3MIOKCHKapOOHMITAMIHO-2 -BUHUIIIHKJIONPOTTIN)-(2-1iano6eH3min) pochuHoBOM
kuciots (180 mr, 40%), nauusie 'H SAMP-cnekrpockonuu (300 MI', CDCL3): 6 7,58 (m, 4H), 7,33 (m, 5H),
6,18-5,83 (m, 1H), 5,78-5,39 (m, 1H), 5,10 (s, 3H), 4,89 (m, 1H), 4,05 (m, 2H), 3,55 (m, 2H), 2,21 (m, 1H), 1,78
(m, 1H), 1,50 (m, 1H), 1,10 (m, 3H), nammsie >'P IMP-cnekrpockornuu (121,4 MI', CDCl3): & 43,997, 41,885
INacTEepPEOMEpHI.

PactBop dochunara (180 mr, 0,42 mmonb) B CH3CN (1 M) mepememmBaroT rmpu 0°C 1o Mepe modaBieHus
tonrpumernncmmna (301 mkmn, 2,12 mmons). PactBop mepememmBaroT npu KT, 3areM cHOBa OXJIaXIaroT JI0
0°C u nobasnsror TpuaTmwinamuH (1 mit, 7,33 mmoins) 1 MeOH (2 mun). PactBop Harpesatot no KT n nepemernn-
BaroT B TeueHue 20 MuH. PacTBOp KOHIIEHTPUPYIOT, IMOABEPTAIOT a3€0TPOIMTHOMY TIEPEMENTUBAHUIO (X2) € TOIYO-
JIOM W CyIIaT B BBICOKOM BakyyMme B TeucHue 30 MuH. TBepaoe BEIECTBO UCTIONB3YIOT Oe3 JadbHEUIIeH OUUCT-
KH.

Kucnory VII (137 wmr, 0,21 mmonb) cycnienaupyior B 3 mun IM®. Jlo6asnsror HATU (200 mr, 0,53
MMOJIb), TOTY4YeHHBIH Bhime amuH (111 mr, 0,42 MMons), a 3aTem NMM (136 mxi, 1,05 mmons). PactBop mepe-
MemmBaroT B TeueHue Hour mpu KT. Cmecs ounmaror BOXXX [Ixuncon, nmomnydas coequenue 39 (43 mr, 23%) B
BUJIE TBEPJOTO BEILECTBA XKEJITOro IBeTa. JlaHHbIE 'H SAMP-cnekTpockomnuu (300 MI'n, CD;0D): & 8,29 (d, J
=8,7 I'y, 1H), 8,18 (s, 1H), 7,76 (s, 2H), 7,68 (m, 2H), 7,61 (m, 1H), 7,35 (m, 2H), 5,99 (m, 1H), 5,80 (s, 1H),
5,31 (d, J=17,5Tu, 1H), 5,14 (d, J =10,8 I'y, 1H), 4,68 (m, 2H), 4,52 (bs, 1H), 4,16 (m, 2H), 4,07 (m, 4H), 3,62
(t,J=15,3Tu, 1H), 3,42 (t,J = 15,6 'y, 1H), 2,83 (m, 1H), 2,66 (m, 1H), 2,18 (m, 1H), 1,62-1,40 (m, 10H), 1,38
(d, J=6,3 I'u, 6H), 1,04 (s, 9H), nanHbICc 3p SAMP-cniekTpockomnuu (121,4 MI'u, CD;0D): & 36,642 XX/MC =
898 (M'+1).

[Ipumep 40. [Momyuenue coequaenns 40.
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®dochonoryto kucnory IV (320 mr, 1,04 MMOJ‘IL) cycrienaupytot B 9,7 mut CH,Cl,. PactBop oxmaxnator 10
0°C. JloGapnsirorT mo karuisiM ocHoBanue Xanura (342 Mk, 2,25 MMoIb), a 3aTeM XJopTpuMmeTwichiana (285
MK, 2,25 mmons). PactBop nHarpesatot 1o KT u uepes 40 mun nobassitor 3-(6pommeriin)oen3onuTpu (461 wmr,
2,35 mmonb) u pactBop HarpeBatoT ipu 40°C B Teduenue 5 4. 3ateM peakuuto nepementnBaioT npu KT B Teuenue
12 4. Ocrarok pacnpenenstor Mexny CH,Cl, u NH,4Cl u npomsiBator NH4Cl. Opranudeckuii cioii cymar Haz
MgSO,, GuabTPYIOT B KOHIEHTPUPYIOT. HEeOUHIIEeHHBII MaTepraa OYHUINAIOT C MIOMOIIBI0 CHCTEMBI KOMOHMIKC-
npecc-xpomatorpadpun ¢ moxydeHueM 3TuiioBoro ddmupa (1-0eH3MITOKCHKApOOHUIAMUHO-2-BHHHIITUKIOPO-
i)-(3-rmano6en3n)pocrunoBoit kucnots (190 mr, 42%).

Jaussie 'H SAMP-cniexTpockomnuu (300 MI'u, CDCly): & 7,58 (m, 4H), 7,37 (m, 5H), 6,13 (m, 1H), 5,83-
5,78 (m, 1H), 5,65 (m, 1H), 5,39 (m, 1H), 5,10 (s, 2H), 3,98 (m, 2H), 3,25 (m, 2H), 2,15 (m, 1H), 1,78 (m, 1H),
1,41 (m, 1H), 1,10 (m, 3H), nanHsIe 3lp SAMP-cnekrpockomnuu (121,4 MI'u, CDCly): o 44,552, 42,103 nuacre-
peoMepEI.

®dochunar (180 mr, 0,42 mmons) cycieraupyioT B 1 M CH;CN m oxnaxnarot mo 0°C. JloGaBusroT Ho-
tpumetmicwn (TMSI) (301 mxi, 2,12 MMonb) u pactBop HarpeBaroT a0 KT. Uepes 45 MuH pacTtBop CHOBa
oxnaxxaatot 10 0°C n nobasinsitot TpudTiamMuH (1 i, 7,33 mmons) u 2 vt MeOH. PactBop Harpesatot 1o KT u
HNEepEeMEIINBAOT B TeUCHHE AONOTHUTENBHBIX 20 MHH. PacTBOp KOHLEHTPHUPYIOT, MOABEPTalOT a3€0TPOIMHOMY
nepemMemuBaHuio 2X ¢ TOJNyOoJIOM U NMOMELIAIOT MOJ BBICOKUH BakyyMm B TedeHue 30 muH. TBephoe BemecTBo
cBsa3piBaroT ¢ kuciaotor VII (137 mr, 0,21 mmons) B 3 Mt IM®, HATU (200 wmr, 0,53 mmoins), NMM (136 mxi,
1,05 mmoins). PactBop nepememmuBarot B TeueHue Hour pu KT. Cmecs ounmarot ¢ nomoisto BOXKX Jxuncon

’O\/
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¢ momy4yeHueM coenuHenus 40 (40 mr, 22%) B BHIE TBEpIOTO BEIECTBA JKEITOTO IBeTa. JlaHHBIC 'H sIMP-
cnexrpockonmn (300 MI'r, CD;0D): & 8,29 (d, J =9,9 I'y, 1H), 8,17 (s, 1H), 7,76 (s, 2H), 7,62 (m, 1H), 7,59 (m,
1H), 7,41 (m, 2H), 7,34 (d, J =8,8 I'uy, 1H), 5,89 (m, 1H), 5,78 (s, 1H), 5,24 (d, J =15,9 ', 1H), 5,02 (d, J =10,8
I'u, 1H), 4,66 (m, 2H), 4,46 (bs, 1H), 4,15 (m, 20H), 4,05 (m, 4H), 3,22 (m, 2H), 2,78 (m, 1H), 2,49 (m, 1H),
2,09 (m, 1H), 1,62-1,50 (m, 10H) 1,34 (d,J =6,3 T'u;, 6H), 1,02 (s, 9H), naumusie *'P IMP-cniexrpockormu (121,4
MT 1, CD;0D): § 40,005 JKX/MC = 898 (M'+1).

[Ipumep 41. IMomyuenune coequaeHns 41.
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®ocdonoyto kucioty IV (330 mr, 1,07 mmons) cycnenaupytoT B 9,7 M CH,Cl,. PacTBop oxnakaaroT 110
0°C. Jlo6aBisArOT MO KarisiM ocHoBaHWe XaHura (342 mki, 2,25 MMOJIB), a 3aTeM XJIOPTPUMETHIICHIHI (285
MKJI, 2,25 MModb). PactBop HarpeBaroT 1o KT u uepes 40 MuH 106aBisroT 4-(OpoMMeTHI)0eH30HUTPHIT (COSIH-
Henue 7) (461 mr, 2,35 MMoib) 1 pacTBop HarpeBaroT ipu 40°C B TedeHue 5 4. 3aTeM peakiuio NepeMenTnBaoT
npu KT B Teuenune 12 4. Ocratok pacnpenenstot mexay CH,Cl, u NH4Cl u mpomsiBator NH,CI. Opranndeckuit
cioit cymat Hag MgSO,, GUIABTPYIOT U KOHIEHTPUPYIOT. HeodnmeHHbIi MaTeprall OYHINAIOT ¢ IIOMOIIBIO CHC-
TeMBbl KOMOHMDIKCIpecc-XxpoMmaTtorpadur ¢ MmoydeHneM OHTriIoBoro d¢upa (1-0eH3mmoKcukapOOHMIaAMHUHO-2-
BHHUIIHKJIONPOIIIN)-(4-1Hano6en3u)pochunoBoit kucaotsl (200 mr, 45%), nanusie 'H SIMP-crieKTpoCKOmHH
(300 MI'u, CDCl;): & 7,58 (m, 4H), 7,37 (m, 5H), 6,13-5,83 (m, 1H), 5,78-5,65 (m, 2H), 5,39 (m, 1H), 5,10 (s,
2H), 3,98 (m, 2H), 3,25 (m, 2H), 2,15 (m, 1H), 1,78 (m, 1H), 1,41 (m, 1H), 1,10 (m, 3H), nanmsie °'P SIMP-
cnekrpockornuu (121,4 MI'u, CDCl;): 6 46,164, 43,998, nuacrepeomepnt. @ochunar (180 mr, 0,42 MMOIIB) CyC-
neamupyioT B 1 M CH;CN wm oxnaxnaror 1o 0°C. Job6aenstor wontpumermncwaun (TMSI) (301 mxm, 2,12
MMOJIb) U pacTBop HarpesaroT 10 KT. Uepes 45 mun pactBop cHoBa oxiaxaaroT 10 0°C u 100aBISIOT TPUITH-
namuH (1 mi, 7,33 mmons) u 2 ma MeOH. Pacteop HarpeBaror 1o KT u nepeMemmBaroT B Te4eHUE JOMOJIHU-
TenbHBIX 20 MUH. PacTBOp KOHIICHTPHPYIOT, MOJIBEPralOT a3¢OTPOITHOMY IEepeMeNInBaHuI0 2X ¢ TOIYOJIOM H
MOMEIIAlOT 1O/ BBICOKUI BakyyM B Tedenne 30 muH. OcTaBlieecs TBEPIOE BEIIECTBO CBS3BIBAIOT C KHCIOTOH
VII (137 wr, 0,21 mmons) B 3 Mt IM®, HATU (200 mr, 0,53 Mmousie) 1 NMM (136 Mk, 1,05 mmons). CMech
ounmaioT ¢ momomisio BOXX Jlxmicon ¢ norxydenuem coenunenus 41 (55 mr, 30%) B BuIe TBEpIOTO BEIIECT-
Ba skeIToro usera. Janusie 'H SAMP-cnekrpockomnuu (300 MI', CD;0D): & 8,29 (d, J =9,3 ', 1H), 8,17 (s,
1H), 7,75 (s, 2H), 7,63 (m, 2H), 7,52 (m, 2H), 7,32 (m, 1H), 5,89 (m, 1H), 5,79 (s, 1H), 5,26 (d, J =17,1 I'y, 1H),
5,06 (d, J =10,8 I'm, 1H), 4,68 (m, 2H), 4,45 (bs, 1H), 4,17 (m, 2H), 4,08 (m, 4H), 3,37 (m, 2H), 2,76 (m, 1H),
2,48 (m, 1H), 2,07 (m, 1H), 1,61-1,40 (m, 10H) 1,34 (d, J =6,3 T, 6H), 1,01 (s, 9H), nauusie °'P SIMP-
crexrpockoruu (121,4 MT', CD;0D): § 36,642 XKX/MC = 898 (M'+1).

[Ipumep 42. IMomyuenue coequaeHNs 42.
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IIpomexxyrounsrit mpoayxt IV (2,1 1, 6,79 MMons) pactBopsitoT B TT'® (20 M) u oxnaxkaatot go -78°C.
PactBop 1 M NaN(TMS), B TT'® (8,83 mu, 8,83 MM0ib) 100aBISIOT 10 KAIUIIM U PEaKLIMOHHYIO CMECh Iepe-
memmBatoT npH -78 °C B Teuenue 1 4. JlobaBistoT 2-MeTokcubenzmwixiopuy (1,23 mi, 8,83 MMoIIb) B ynanstoT
nensHyro Oanro. PeakumonHyro cMmeck nepememmBaroT npu KT B Teuenwe 6 4. PeakumoHHyr0 cMech racsrt
NH,4CI n sxcrparupytor EtOAc. Opranndeckne cjou POMBIBAIOT COJIEBBIM PacTBOpoM, cymaT Na,SOy, GuibT-
PYIOT ¥ KOHIEHTPHUPYIOT. HeouneHHbIi TpoJyKT OYHINAIOT KOMOUIKCIpecc-xpomarorpaduei, momyyqas 2,15 r
(dochunara c Berxogom 74%.

K pactBopy BrimenonydeHroro ¢pochunara (215 r) 8 TOA (tpudropykcycuoit kucnore) (10 mur) mpu KT
nobasmnstor DMS (3 mun) 1 mepemMemuBaroT B TeueHrne Houn. CMech KOHIIEHTPUPYIOT M YITAPUBAIOT COBMECTHO C
toiyosaoM. Ocratok pactBopsitoT B 1/1 iPrOH/renrane n npomsiator 6H HCI (3x100 mir). OObesMHEHHBIE BOJI-
HbIe cion noaBoaAT o pH 10 ¢ momonisio NaOH B snensHoi 6ane. Boanbrit cioit skcrparupytotr EtOAc. Opra-
HUYECKHE CIIOW MPOMBIBAIOT COJIEBBIM PacTBOpPOM, cymaT Na,SO, W KOHIEHTPUPYIOT M0 MosydeHus 386 mr
aMMHA, KOTOPBIM CBA3BIBAIOT C IPOMEKYTOUHBIM npoaykToM VI B JIM® u HATU, cieays cTaHmapTHBIM CIOCO-
6aM C TOJy4YeHHEM HEOYHIIEHHOTO MpPOXYKTa. Heo4MINEeHHBIH MPOXYKT OYHMIIAIOT KOMOMIKCIpecc-
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xpoMmatorpacgueii ¢ noixydenueM 1,1 r rpunentuna ¢ Berxoaom 87%.

Berrenonyuennsiid Tpunentun (1,1 r, 1,18 mmons) pactBopsitor B CH;CN (10 mun) m oxmaxkaaror mo 0°C.
Nonorpuvermicunan (0,85 v, 5,91 MMOJIB) T0GABISIOT MO KAaIUISIM M IIepeMENIHBaioT B Tedenne 10 mum. Jlo-
GassiroT 2,6-mytuauH (0,82 mur). Job6asnsaior MeOH (10 mMiT) ¥ KOHIIGHTPUPYIOT peaKIMOHHYI0 cMech. Heoun-
IICHHBI MPOAYKT OYMINAIOT ¢ momombio BIXKX, monywas 645 mr coemmuenmst 42. Jlamusie 'H SIMP-
cnekrpockomun (300 MI', CD;0D): & 8,30 (d, J =9,5 I'u, 1H), 8,20 (s, 1H),7,79(s, 2H), 7,35 (d, J =8,8 T'n;, 1H),
7,05 (t, 2H), 5,95 (m, 1H), 5,78 (s, 1H), 5,35 (d, J =9,6 ', 2H), 5,15 (d, J =9,0 I'y, 2H), 4,75 (m, 2H), 4,45 (bs,
1H), 4,20 (s, 2H), 4,05 (s, 3H), 3,33 (m, 2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,20(m, 1H), 1,62 (m, 6H), 1,38 (d,
6H), 1,05 (s, 9H), nanusie 3p SAAMP-cnekrpockonuu (121,4 MI', CD;0D): 8, 43,659.

[Ipumep 43. IMomyuenue coequaeHNs 43.

S
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®docdonoByro kucnory IV (373 mr, 1,21 mmois) cycienmupytot B 5 mut TT'® u oxnaxnatot 1o -40°C. 1H
NaN(TMS), (1,43 mur, 1,43 MMOmb) 10OaBISAIOT IO KaIUISIM B TeUeHUE 15 MUH ¢ TIOCTeAyIomuM 100aBiIeHHEM | -
(xmopmeTtmin)-3-meTokcubensona (212 Mk, 1,46 mmons) B 1 Mi TT'®. PacTBop mepeMemnBaioT Mpu TeMIiepaTy-
pe ot -40°C mo KT B Teuenne Houn. Peaknmto pazBoasat EtOAc u racat 20 man 1H HCl. Opranudgeckwii cinoi
MIPOMBIBAIOT COJIEBEIM pacTBOpoM, cymat Hag MgSO,, pUIbTpyIOT U KOHIEHTPHPYIOT. HeounmmeHHsIil MmaTepu-
aJI OYHIIAIOT C TIOMOIIBI0 CHCTEMBI KOMOMAKCTIpecc-xpoMaTorpadun, uermons3ys rpaaneaT ot 30% EtOAc/Hex
no 100% EtOAc ¢ momydyenuem stuioBoro s¢upa (1-6eH3unokcukapOOHMIaAMHHO-2-BHHIIIIUKIONPOITIN)-(3-
MeTokcnben3mn)pochrHoBOH KUCIOTH (95,9 Mr, 19%) B BHIE Macina KOPHYHEBOTO [BETa, KOTOPOE CYCIIEH/IU-
pyrot B 1 M CH3CN u oxnaxnpatot mo 0°C. K gannoii cmecu nobasisttot doarpumermicmmi (TMSI) (158 vk,
1,11 mmoib) n pactBop HarpepatoT 10 KT. Uepes 45 mun pactBop cHoBa oxsaxaaoT 10 0°C n 1o6aBnsioT Tpu-
stmwnamuH (1 mi, 7,33 mmous) u 2 M MeOH. PactBop HarpeBator 1o KT u nepemermmBaioT B Te4YeHUE JOIOJI-
HUTETHHBIX 20 MUH. PacTBOp KOHIIEHTPHUPYIOT, TOIBEPTAIOT a3€0TPOITHOMY IEPEMEIINBAHUIO 2X C TOIYOJIOM U
MOMEINAIOT TIOJ BBICOKMH Bakyym B TedueHne 30 wmuH. TBepayio (1-aMHHO-2-BUHUIIMKIONPOIIN)-(3-
METOKCHUOCH3MIT)(OCPUHOBYIO KUCIOTY cB3bIBatOT ¢ VII (95 mr, 0,16 mmons), HATU (142 wmr, 0,38 MMmoib) 1
NMM (83 Mk, 0,75 MMoB), moydas coexuHenue 43 mocie ounctkn BOXKX Jikmicon. Jlanusie 'H SIMP-
cnekrpockomuu (300 MI', CD;0D): & 8,80 (s, 1H), 8,30 (d, J =9,5 'y, 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,35 (d,J
=8,8 I', 1H), 7,18 (m, 1H), 6,85 (m, 2H), 6,78 (m, 1H), 5,95 (m, 1H), 5,78 (s, 1H), 5,50 (s, 1H), 5,35 (d, J =9,6
I'm, 2H), 5,15 (d, J =9,0 T'm, 2H), 4,75 (m, 2H), 4,45 (bs, 1H), 4,20 (s, 2H), 4,05 (s, 3H), 3,80 (s, 3H), 3,33 (m,
2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,20 (m, 1H), 1,62 (m, 6H), 1,38 (d, 6H), 1,05 (s, 9H), nauusie °'P SIMP-
cniekrpockoruu (121,4 MI', CD;0D): 6 43,371.

IIpumep 44. Ilonyuenue coequHeHus 44.
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®ocdonoryto kucnory IV (341 mr, 1,10 mmois) cycnienaupytoT B 5 mut TT'® n oxnaxnaror no -40°C. 1H
NaN(TMS), (1,32 mu, 1,32 MMOIB) JOOABISIOT IO KAIUIAM B TeUeHHE 15 MUH ¢ mocienyromuM nodaBieHueM 1-
(xmopmerui)-4-merokcndensona (180 mxi, 1,32 mmons) B 1 M TT'®. PacTBop nepeMermBaroT npu TeMIiepary-
pe ot -40°C no KT B Teuenue Houn. Peakmuro pasBoasat EtOAc u racsat 20 mn 1H HCl. Oprannyeckuii cioit
MPOMBIBAIOT COJIEBBIM PacTBOPOM, cymaT Hag MgSO,, GunsTpyroT u KoHIEHTpUpYyoT. HeounmmenHslii marepu-
aJI OYMIIAIOT C TIOMOIIBIO0 CHCTEMBI KOMOMAKCTIpecc-xpoMaTorpadun, uermons3ys rpaaneHT ot 30% EtOAc/Hex
1o 100% EtOAc ¢ momydenueM 3TriioBoro ciupra (1-0eH3mIokcukapOOHUIaMUHO-2 -BUHIIITUKIOTPOTINIT)-(4-
MeTOKCH-OeH3mI)-hocuroBoi kucaoTs (135 Mr, 27%) B BHIe Macia KOpHaHEBOTO 1nBera. OCcTaTOK CyCcIeHAH-
pytoT B 1 M CH;CN u oxnaxnator go 0°C. Jlo6aBmstor oarpumermincwmma (TMSI) (215mxm, 1,51 MMoub) u
pactBop HarpesaroT g0 KT. Uepes 45 mun pactBop cHoBa oxiaxaarot o 0°C u qoOBISIOT TprdTHIAMuH (1 M,
7,33 mmons) u 2 M MeOH. Pacteop HarpeBarot 10 KT u nepememuBaroT B Te4eHHE JONOIHUTENBHBIX 20 MUH.
PacTBOp KOHLIEHTPUPYIOT, MOABEPTalOT a3€0TPOIHOMY IepeMeIUBaHNI0 2X ¢ TOTY0JIOM U MOMEINAOT MOJ BhI-
cokuil BakyyMm B TeueHue 30 muH. TBepayto (1-aMHHO-2-BHHHIIIMKIONPOI)-(4-MeTokcnOeH3mw) dochuHo-
BYIO KHCJIOTY UCTIONB3YIOT HETIOCPEACTBEHHO.

-52 -



018098

Kucnory VII (130 mr, 0,20 mmonb) cycneHnupyor B 1 v IM®. o6asmsror HATU (190 mr, 0,50
MMoOIb), (1-aMUHO-2-BUHIINUKIIONPONH)-(4-MeTokcnoen3mn)pochunopyro kuciory (80 mr, 0,30 mmoins), a
3ateM NMM (110 mxi, 1,00 mmoits). PactBop mepememmBaroT B Teuenne Hour npyu KT. CMech o4HIIaioT ¢ 1mo-
moursio BOXKX Jlxwmiicon ¢ momydenneM coenuenus 44 (85,4 mr, 47%) B BUAe TBEPAOTO BEUIECTBA XKEITOTO
usera. Jlannsie 'H SAMP-cnextpockomuu (300 MI'y, CD;0D): 8,80 (s, 1H), 8,30 (d, J =9,5 I'u, 1H), 8,20 (s,
1H), 7,79 (s, 2H), 7,35 (d, J =8,8 I'y, 1H), 7,21 (d, J =8,9 I'y, 2H), 6,85 (d, J =9,2 I'y, 2H), 5,95 (m, 1H), 5,78 (s,
1H), 5,50 (s, 1H), 5,35 (d, J=9,6 T'y, 2H), 5,15 (d, J =9,0 ', 2H), 4,75 (m, 2H), 4,45 (bs, 1H), 4,20 (s, 2H), 4,05
(s, 3H), 3,80 (s, 3H), 3,33 (m, 2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,20 (m, 1H), 1,62 (m, 6H), 1,38 (d, 6H), 1,05 (s,
9H), naunsie >'P SAAMP-cnekrpockonuu (121,4 MI', CD;0D): § 43,939.

[Ipumep 45. IMomyuenue coequaeHNs 45.

®ocdonoyto kucioty IV (330 mr, 1,07 mmons) cycnenaupytoT B 9,7 M CH,Cl,. PacTBop oxnakaarot 110
0°C. JIo6aBisArOT MO KarisiM ocHoBaHWe XaHura (342 mki, 2,25 MMOJIB), a 3aTeM XJIOPTPUMETHIICHIHI (285
MK, 2,25 MModnb). PactBop HarpeBatoT 10 KT u uepe3 40 mun mob6aBistot 1-(6poMmeTiin)-3-MeTmnoeH30u (435
MT, 2,35 MMOJIb) 1 pacTBOp HarpeBaroT nipu 40°C B Teuenue 5 4. 3areM peaknuio nepememmBaroT npu KT B Te-
genue 12 4. Octarok pacupeaenstotr Mmexay CH,Cl, u NH,Cl n mpomsiBaror NH4CI. Opraandeckuii cjioit cymar
Hag MgSO,, GUIBTPYIOT U KOHIIEHTPUPYIOT. HeouneHHpIH MaTeprall OYHIIAIOT C MTOMOIILI0 CHCTEMBI KOMOH-
JKCIpecc-xpoMaTorpaduu, mosrydas STHIOBBIH d¢up (1-0eH3MnokcuKapOOHHIAMUHO-2-BHHIIITAKIIOTIPOTIHI )-
(2-merunbemsun)pochumopoit kncaots (190 mr, 43%), naunsie 'H IMP-criektpockomun (300 MI'n, CDCly): &
7,37 (m, 5H), 7,18 (m, 4H), 6,13 (m, 1H), 5,78 (m, 1H), 5,39 (m, 1H), 5,10 (m, 2H), 3,98 (m, 2H), 3,25 (m, 2H),
2,15 (s, 3H), 1,80 (m, 2H), 1,41 (m, 1H), 1,10 (m, 3H), nanusIe 3p SAMP-cnekrpockonuu (121,4 MI'u, CDCl,):
046,105, 43,225 nractepeoMepsl.

®ocdunar (173 mr, 0,42 mmoins) cycnenaupytoT B 1 M CH;CN u oxnaxnarot o 0°C. Jlo6asmstor Hon-
tpumetmicwnin (TMSI) (301 mxn, 2,12 mmone) u pactBop HarpeBaioT 10 KT. Uepes 45 MuH pacTBOp CHOBa
oxnaxaatot 10 0°C n nobasmnsitot TpudTiaamuH (1 i, 7,33 mmoins) u 2 vt MeOH. PactBop Harpesatot 1o KT u
MepeMEIINBAlOT B TEUCHHE JOMOIHUTENbHBIX 20 MUH. PacTBOp KOHLIEHTPHPYIOT, TOABEPraloT a3€0TPOITHOMY
mepeMeInBaHuio 2X C TOJNyOJIOM H TTOMEIIAIOT IO BRICOKWH BakyyMm B TedeHne 30 muH. TBepmoe BemecTBo
WCTIONB3YIOT HETIOCPEACTBEHHO 0€3 aNbHEHITIeH OYMCTKHY.

Kucmory VII (137 wmr, 0,21 mmons) cycnernupytotr B 3 mur JIM®. Jlo6asnstor HATU (200 mr, 0,53
MMOJIb), TIOJTyYeHHBIN BbINIe HeOUHIeHHbIH aMmuH (105 mr, 0,42 MMoib), a 3ateM NMM (136 Mk, 1,05 MMoub).
PactBop nepememnmBaroT B Teuenne Hour rnpu KT. CMech ounmiaroT ¢ nomornbio BOYXKX JIKUICoH ¢ momydeHu-
eM coemmmennst 45 (60 mr, 34%) B BuIe TBEPIOTO BellecTBa xentoro nsera. Janusie 'H SIMP-criekTpocKommm
(300 MI'n, CD;0D): 6 8,29 (d, J =9,9 T', 1H), 8,19 (s, 1H), 7,77 (s, 2H), 7,30 (m, 3H), 7,11 (m, 2H), 5,95 (m,
1H), 5,81 (s, 1H), 5,32 (d, J =17,7 T'n, 1H), 5,13 (d, J =10,8 ', 1H), 4,67 (m, 2H), 4,44 (bs, 1H), 4,16 (m, 2H),
4,08 (m, 4H), 3,30 (m, 2H), 2,75 (m, 1H), 2,50 (m, 1H), 2,38 (m, 3H), 2,16 (m, 1H), 1,63-1,35 (m, 6H) 1,34 (d,J
:6,53 I'm, 6H), 1,03 (s, 9H), nanHbie 3p SIMP-cniektpockonuu (121,4 MI', CD;0D): & 42,100 XXX/MC = 887
(M™+1).

IIpumep 46. Ilonyuenue coequHeHus 46.
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®ocdonoyto kucioty IV (330 mr, 1,07 mmons) cycnenaupytoT B 9,7 M CH,Cl,. PacTBop oxnakaaroT 110
0°C. JloGapnstrorT mo karuisiM ocHoBanue Xanura (342 Mk, 2,25 MMoIb), a 3aTeM XJOopTpuMeTwichiana (285
MK, 2,25 MMonb). PactBop HarpeatoT 1o KT u wepes 40 mun nob6asistor 1-(6pommerin)-3-metninoenson (435
Mr, 2,35 MMoIIb) 1 pacTBop HarpesaroT mpu 40°C B Teuenue 5 4. 3arem peakuuto nepememmusatot npu KT B te-
yenue 12 4. Octatok pacnpenenstoT mexxay CH,Cl, 1 NH4Cl u npomsiBator NH,4Cl. Opranudeckuii cioii cymar
Hagx MgSO,, uibTpyroT n KOHIEHTPUPYIOT. HeounnieHHbIH MaTepral OUNINAOT ¢ TOMOIIBI0 CUCTEMBI KOMOU-
JKCIpecc-XxpoMaTorpaduu, mosrydas STHIOBEIH 3¢up (1-0eH3nnokcukapOOHHIAMUHO-2-BHHIIITAKIIOTIPOIIHI )-
(3-metunbensu)pochunopoii kucaots (200 mr, 45%), nannsie 'H IMP-criektpockomuu (300 M, CDCl3): &
7,38 (m, 5H), 7,18 (m, 4H), 6,13 (m, 1H), 5,78 (m, 1H), 5,39 (m, 1H), 5,10 (m, 2H), 4,02 (m, 2H), 3,25 (m, 2H),
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2,30 (s, 3H), 1,98 (m, 1H), 1,80 (m, 1H), 1,50 (m, 1H), 1,18 (m, 3H), nanxsie 3lp SAMP-cnextpockonuu (121,4
MTI 1, CDCl;): 6 47,885, 44,001 nuactepeoMepsl.

CHsATHE 3alIUTHI ¥ CBSA3bIBAHUE, KaK OMUCAHO I mpuMepa 45, naet coequHenue 46 B BUIE TBEPIOTO Be-
IICCTBA JKEJITOTO 1BeTa. JlaHHbIe 'H SIMP-cniektpockonuu (300 MI', CD;OD): 6 8,29 (d, J =9,0 I'n, 1H), 8,17
(s, 1H), 7,75 (s, 2H), 7,33 (d, J =9,3, 1H), 7,13 (m, 3H), 7,01 (m, 1H), 5,96 (m, 1H), 5,79 (s, 1H), 5,27 (d, J
=17,1 T'n, 1H), 5,08 (d, J =9,9 I'u, 1H), 4,68 (m, 2H), 4,46 (bs, 1H), 4,16 (m, 2H), 4,06 (m, 4H), 3,27 (m, 2H),
2,78 (m, 1H), 2,52 (m, 1H), 2,29 (s, 3H), 2,13 (m, 1H), 1,62-1,40 (m, 10H), 1,34 (d,J =6,3 ', 6H), 1,03 (s, 9H),
naHHbIe °'P SMP-cnexrpockomuu (121,4 MT', CD;0D): § 42,100 XKX/MC = 887 (M'+1).

[Ipumep 47. IMomyuenue coequaeHns 47.
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®ocdonoyto kucioty IV (330 mr, 1,07 mmons) cycnenaupytoT B 9,7 M CH,Cl,. PacTBop oxnakaaroT 110
0°C. JloGaBmnstroT mo karuisiM ocHoBanue Xanura (342 mxi, 2,25 MMoIb), a 3aTeM XJopTpuMeTwiichiani (285
MK, 2,25 MMonb). PactBop HarpeBatoT 1o KT u yepes 40 mun no6asistor 1-(6pommernin)-4-metnnoenzon (435
M, 2,35 MMoIIb) 1 pacTBop HarpesaroT mpu 40°C B Teuenune 5 4. 3arem peakuuto nepememmusatot npu KT B te-
genue 12 4. Octarok pacupeaenstotr Mmexay CH,Cl, u NH,Cl n mpomsiBatror NH4CI. Opraandeckuii ciioit cymar
Hag MgSQO,, GUIBTPYIOT U KOHIIEHTPUPYIOT. HeounIeHHpIH MaTeprall OYHIIAIOT C MMOMOIILI0 CHCTEMBI KOMOH-
JKCIpecc-xpoMaTtorpaduul ¢ TOJlydeHHeM OTWiIoBoro ddupa  (1-0eH3MITOKCHKApOOHUITAMHHO-2 -BUHHII-
mmKonpornun)-(4-metnaéensmn)dochuroBoit kncaots! (195 mr, 44%), mamusie 'H SIMP-crekrpockommu (300
MTI', CDCL): 6 7,38 (m, 5H), 7,18 (m, 4H), 6,13 (m, 1H), 5,78 (m, 1H), 5,39 (m, 1H), 5,10 (m, 2H), 4,04 (m,
2H), 3,25 (m, 2H), 2,30 (s, 3H), 1,98 (m, 1H), 1,80 (m, 1H), 1,50 (m, 1H), 1,18 (m, 3H), nauusie *'P SIMP-
cnekrpockoruu (121,4 MI', CDCly): 6 45,991, 42,100 muactepeoMepsl.

CHsTHE 3aIIUTHI U CBA3BIBAHUE, KAK OIMCAHO B MpUMepe 45, naeT coequHeHne 47 B BUE TBEPIOTO Bellle-
CTBa ENTOro 1BeTa. JlaHHbBIC 'H SIMP-cniektpockonuu (300 MI', CD;0D): 6 8,26 (d, J =9,5 I', 1H), &,19 (s,
1H), 7,74 (s, 2H), 7,30 (m, 1H), 7,19 (m, 2H), 7,06 (m, 2H), 5,94 (m, 1H), 5,78 (s, 1H), 5,25 (d, J =17,1 I'u, 1H),
5,06 (d, J =9,0 T'u, 1H), 4,68 (m, 2H), 4,47 (bs, 1H), 4,16 (m, 2H), 4,05 (m, 4H), 3,26 (m, 2H), 2,77 (m, 1H),
2,48 (m, 1H), 2,27 (s, 3H), 2,09 (m, 1H), 1,65-1,43 (m, 8H) 1,34 (d, J =6,3 ', 6H), 1,02 (s, 9H), nanusre °'P
SIMP-cniexrpockormn (121,4 MI', CD;0D): § 42,100. JKX/MC = 887 (M'+1).

ITpumep 48. Ilonyuenue coequHeHus 48.

’OT:I%;/()_ﬁL
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dochonoryro kucioty IV (330 mr, 1,07 mmois) cycnienaupyioT B 9,7 Mt CH,Cl,. PacTBop oxnmaxmaroT 110
0°C. JIo6aByisAOT MO KarisiM ocHoBaHWe XaHura (342 Mk, 2,25 MMOJIB), a 3aTeM XJIOPTPUMETHIICHIHI (285
MK, 2,25 mMmoub). PactBop HarpeBatoT no KT u gepe3 40 mun mobapinstor 1-(6pommeTwi)-1-(TpudropMeTin)
6enzou (456 wmr, 2,35 mmoinb) u pactBop HarpeBatoT mpu 40°C B TeucHue 48 4. 3aTeM peakIHio MEPEMEIIUBAIOT
npu KT B Treuenue 12 4. Octatok pacnpenenstor mexxay CH,Cl, n NH4Cl n npomsiBator NH,Cl. Opranndeckuii
cioit cymat Hag MgSO,, GUIBTPYIOT ¥ KOHIEHTPUPYIOT. HeounIneHHbIH MaTeprall OYMIIaioT ¢ IIOMOIIBIO CHC-
TeMbl KOMOMAIKcHpecc-xpomarorpaduu, moiydas STHIOBEIH 3¢up (1-OeH3mnokcukapOOHMIAMHHO-2-BHHUII-
muKionponu)-(2-TpudropmeTinoeHsut)pochunoBoi KucIoTEl (225 mr, 45%), mammsie 'H SIMP-criektpo-
ckormu (300 MI'u, CDCl5): 6 7,61 (m, 2H), 7,43 (m, 2H), 7,33 (m, 5H), 6,13 (m, 1H), 5,83 (m, 1H), 5,78 (m,
1H), 5,39 (m, 1H), 5,10 (s, 2H), 3,88 (m, 2H), 3,25 (m, 2H), 2,10 (m, 1H), 1,78 (m, 1H), 1,41 (m, 1H), 1,10 (m,
3H), mannsie °'P SIMP-criextpockommu (121,4 MI'n, CDCly): & 45,337, 42,005 nuactepeoMephl.

CHsITHE 3alUTHI U CBSI3bIBAHKE, KaK OMMCAHO B IpuMepe 45, maeT coenuHenue 48 B BHJIE TBEPIOTO Bellle-
cTBa xentoro 1sera (80 mr, 45%).

JNaussie 'H SAMP-cnexktpockomuu (300 MI'i, CD;0OD): 6 8,28 (d, J = 9,3 ', 1H), 8,19 (s, 1H), 7,76 (s,
2H), 7,69 (m, 2H), 7,53 (t, J = 7,8 I', 1H), 7,39 (t, J = 7,5 I'n, 1H), 7,32 (d, J = 9,3 I'y, 1H), 5,95 (m, 1H), 5,82
(s, 1H), 5,30 (d, J =17,4 I'n, 1H), 5,12 (d, J =1,11 T'm, 1H), 4,69 (m, 2H), 4,43 (bs, 1H), 4,17 (m, 2H), 4,06 (m,
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4H), 3,65 (t, J =15,3 T'y, 1H), 3,43 (t, ] =16,5 T'n, 1H), 2,79 (m, 1H), 2,53 (m, 1H), 2,17 (m, 1H), 1,70-1,40 (m,
10H), 1,34 (d, J =6,3 ', 6H), 1,01 (s, 9H), nanHbIC 3lp SIMP-cniektpockonmu (121,4 MI', CD;0OD): 5 40,995.

KX/MC =941 (M'+1).
5
0. Ny, #—~NH
@Lg/(“ s

IIpumep 49. Ilonyuenue coequnenus 49.
|L,OH

cr“f“””‘( e S

dochonoryro kucioty IV (330 mr, 1,07 mmois) cycnienaupyioT B 9,7 min CH,Cl,. PacTBop oxnmaxmaror 110
0°C. Jlo6aBisArOT MO KarisiM ocHoBaHWe XaHura (342 mki, 2,25 MMOJIB), a 3aTeM XJIOPTPUMETHIICHIHI (285
MK, 2,25 mMmoib). PactBop HarpeBatoT mo KT u gepe3 40 mun mobainstor 1-(6pommeTii)-3-(TpudTopMeTT)
6enson (456 mr, 2,35 mMmois) U pactBop HarpeBaioT mpu 40°C B Tedenne 48 4. 3aTeM peakIuio MepeMenTnBaoT
npu KT B Teuenne 12 4. Ocratok pacnpenensioT mexay CH,Cl, n NH,Cl u mpomsisator NH,CI.

Oprannueckuii cioit cymar Hag MgSOy, GuibTpyloT U KOHIEHTpUPYIOT. HeounineHHbIi MaTepuan o4u-
IIAFOT C MMOMOIIBI0 CHCTEMBI KOMOUIKCIPEcc-XpoMaTorpaduul ¢ MOITyIeHHEeM 3TUIoBoro 3dupa (1-0eH3mmokcu-
KapOOHMIIAMUHO-2-BUHIIIIHKIONPOIH)-(3-TpudTopMeTninoen3mn)pochuHoBoit kuciotsl (230 mr, 46%), nas-
uete 'H SAMP-cnektpockonmu (300 MI', CDCly): & 7,43 (m, 4H), 7,33 (m, 5H), 6,13 (m, 1H), 5,83 (m, 1H),
5,78 (m, 1H), 5,39 (m, 1H), 5,10 (s, 3H), 3,88 (m, 2H), 3,25 (m, 2H), 2,11 (m, 1H), 1,78 (m, 1H), 1,41 (m, 1H),
1,10 (m, 3H), nauusie *'P SIMP-ciiekrpockoruu (121,4 M, CDCls): & 45,337, 42,005 auacTepeoMepsL.

CHsITHE 3alUThI U CBSI3bIBaHHE, KaK OMUCAHO B mpumepe 45, naet coeaunenue 49 B Bujlie TBEPAOro Bellle-
ctBa xkenroro nsera (80 mr, 45%), nanabie 'H SAMP-cnekTpockonuu (300 MI', CD;0D): & 8,28 (d, J =9,3 I'y,
1H), 8,18 (s, 1H), 7,75 (s, 2H), 7,65 (m, 1H), 7,59 (m, 1H), 7,46 (m, 2H), 7,31 (d, J =9,0 I', 1H), 5,87 (m, 1H),
5,80 (s, 1H), 5,23 (d, J =17,1 I'y, 1H), 5,02 (d, J =10,2 ', 1H), 4,66 (m, 2H), 4,46 (bs, 1H), 4,18 (m, 2H), 4,07
(m, 4H), 3,38 (m, 2H), 2,81 (m, 1H), 2,51 (m, 3H), 2,10 (m, 1H), 1,63-1,50 (m, 10H), 1,34 (d, J =6,3 I'u, 6H),
1,05 (s, 9H), mannsie °'P SIMP-cnektpockormu (121,4 MI', CD;0D): & 40,995 XXX/MC = 941 (M™+1).

[Ipumep 50. [Momyuenune coequaenus 50.
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dochonoryro kucioty IV (330 mr, 1,07 mmoits) cycnienaupyioT B 9,7 Mt CH,Cl,. PacTBop oxnmaxmaror 110
0°C. JIo6aBisArOT MO KarisiM ocHoBaHWe XaHura (342 mki, 2,25 MMOJIB), a 3aTeM XJIOPTPUMETHIICHIHI (285
MK, 2,25 mMmoib). PactBop HarpeBatoT no KT u gepe3 40 mun mobasistor 1-(6pommeTiin)-4-(TpudTopMeTHIT)
6en3on (28) (456 wmr, 2,35 Mmmois) u pactBop HarpesatoT pu 40°C B Teuenue 48 4. 3aTeM peakIuio nepeMern-
BatoT ripu KT B teuenue 12 4. Ocrarok pacnpeneisitor mexxay CH,Cl, 1 NH4Cl u npomsiBator NH4Cl. Oprann-
yeckuil cioit cymar Hag MgSO,, QUIABTPYIOT ¥ KOHIEHTPUPYIOT. HeounmeHHbIi MaTepran O4nIaoT ¢ IOMO-
MIBI0 CHCTEMBI KOMOMDIKCIIpecc-XxpoMarorpaduu ¢ MOJXydeHHeM 3TWioBoro s¢wupa (1-OeHzmimoxcukapOOHMII-
AMMHO-2-BUHIJIIMKIIONPOIH)-(4-Tpudropmetnntensu)pochunopoit kucnotsl (205 mr, 41%), nammsie 'H
SAMP-cnexrpockomnuu (300 MI'u, CDCl;): 6 7,55 (m, 4H), 7,39 (m, 5H), 6,13 (m, 1H), 5,83 (m, 1H), 5,78 (m,
1H), 5,39 (m, 1H), 5,10 (s, 2H), 3,88 (m, 2H), 3,25 (m, 2H), 2,03 (m, 1H), 1,78 (m, 1H), 1,41 (m, 1H), 1,10 (m,
3H), mannsie °'P SIMP-crextpockommu (121,4 MI'n, CDCly): & 45,337, 42,005 nuactepeoMepsl.

CHsTHE 3aIIUTHI U CBA3BIBAHUE, KaK OIMCAHO B mpuUMepe 45, naet coequHeHne 50 B BUAE TBEPAOTO Bellle-
cTBa xenroro 1pera (80 mr, 45%), naHHEIC 'H SAMP-cnekrpockomnuu (300 MI'r, CD;0D): 6 8,27 (d, J =9,3 I'y,
1H), 8,19 (s, 1H), 7,75 (s, 2H), 7,51 (m, 4H), 7,27 (m, 1H), 5,92 (m, 1H), 5,81 (s, 1H), 5,23 (d, ] =17,1 I'y, 1H),
5,04 (d, J =10,5 I'y, 1H), 4,67 (m, 2H), 4,46 (bs, 1H), 4,17 (m, 2H), 4,04 (m, 4H), 3,35 (m, 2H), 2,80 (m, 1H),
2,49 (m, 1H), 2,08 (m, 1H), 1,62-1,39 (m, 8H), 1,32 (d, J =6,3, 6H), 1,02 (s, 9H), naumpie *'P SIMP-
crektpockoruu (121,4 MT', CD;0D): § 40,995 XKX/MC = 941 (M'+1).

ITpumep 51. [onyuenue coequnenus S1.
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[Mpomexyrounstit mpoaykr IV (13,42 r, 43,4 mmoins) pactBopsitor B CH,Cl, (300 mur), oxnaxaator go 0°C
U 100aBnsAOT AuuzonpormwmdTiiaMud (15,4 mi, 91,1 mMMmomnb). J100aBIsSIOT MO KamisIM XJIOPTPUMETHICHIAH
(11,4 mu1, 91,1 mmons). Peakmornyto cMech HarpeBatoT 10 KT u nmepememuBatot B Teuenue 1,5 4. JloGaBisioT
2-xnopbensmnxiopun (15,6 r, 95,5 mmons) 1 peakuuio HarpeBaroT 10 50°C B Teuenue 48 4. PeaknmoHHYIO
cMmech oxaxnatoT g0 KT, pazsomar CH,Cl,, mpomeiBatorT BogubiM NH,Cl, cymar Na,SO4 U KOHIICHTPUPYIOT.
HeounmeHHBIH TPOAYKT OYHIIAIOT KOMOMIKCIIpEcC-XxpoMaTorpaduei B moydenneM GochuHaTa.

®dochunar (5,0 r, 11.55 mmomns) (147 mr, 0,34 mmons) cycnenaupyroT B 1 M CH;CN u oxnakngaroT 10
0°C. Ho6asmsrot Hoarpumermicwtnn (TMSI) (241 mxm, 1,70 mmons) u pactBop HarpeBaroT g0 KT. Uepes 45
MHH pacTBOp cHoBa oxyaxxaatoT 10 0°C u TpudTHnaMus no6asistor (1 M1, 7,33 mmons) u 2 mit MeOH. PactBop
HarpeBawoT A0 KT u mepeMemuBaroT B TEUCHUE MOMOJHUTENBHBIX 20 MUH. PacTBOp KOHIICGHTPUPYIOT, MTOJIBEP-
Tar0Ta3eOTPOITHOMY MEPEMEIIMBAHUIO 2X C TONYOJIOM M IMOMEHIAIOT O] BBICOKHI BakyyM B TeucHHE 30 MUH.
Heouniennsii nponykt cBsizpiBatoT ¢ kucioroid VII ¢ momydenuem coemunenus 51. Jlannble 'H sSIMP-
cnekrpockornmu (300 MI'm, CD;0D): 6 8,30 (d, J =9,5 T'n, 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,50 (d, J =8,8 T'my,
1H), 7,38 (m, 2H), 7,20 (m, 2H), 5,95 (m, 1H), 5,80 (s, 1H), 5,25 (d, J =9,6 I'y, 2H), 5,15 (d, J =9,0 'y, 2H),
4,75 (m, 2H), 4,45 (bs, 1H), 4,20 (s, 2H), 4,05 (s, 3H), 3,33 (s, 2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,15 (m, 1H),
1,62 (m, 6H), 1,38 (d, 6H), 1,05 (s, 9H), nannsIe lp SAAMP-cnekrpockonuu (121,4 MI', CD;0D): & 42,155.

IIpumep 52. Ilonyuenue coequHeHus 52.
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®docdonoByro kucioty IV (369 mr, 1,19 mmons) cycnienaupyroT B 5 it TT'® u oxnaxnator 1o -40°C. Jlo-
6asistroT 1o kKarusiMm 1 H NaN(TMS); (1,43 mu, 1,43 MmMois) B TedeHHe 15 MUH ¢ MOCIIEyIOMNUM T00aBIeHUEM
1-xy10p-3-(xsmopmernin)oen3ona (182 Mk, 1,43 mmons) B 1 Mi TT'®. PacTBop mepemMemmBaroT mpu TemMieparype
ot -40°C no KT B teuenue Houn. Peakmmro pazBoasr EtOAc u racsat 20 min 1H HCI. Opranwueckuii cioit mpo-
MBIBAIOT COJIEBBIM pacTBOpOM, cymat Hax MgSO,4, QUIABTPYIOT M KOHIEHTPHUPYIOT. HeounIneHHbIH MaTepuan
OYMIIAIOT C TOMOIIBIO CUCTEMBI KOMOMAKCIIpEcC-XpoMaTorpadun, Ucroib3ys rpagueHT oT 30% EtO Ac/Hex no
100% EtOAc ¢ monmydenuem stmioBoro s¢upa (1-6eH3nnokcukapOoHUIaMIHO-2 -BHHIIILUKIONPOITII)-(3-X10p-
6ensmin)-pochunoBoit kucnotel (90,5 mr, 24%) B BHAEe Macia KOPHYHEBOro IBeTa. HeoumineHHBIH MpOAyKT
cycrieHaupyioT B 1 M1 CH3CN u oxmaxaaroT qo 0°C. Jlo6asmsroT roarpumetricwmmt (TMSI) (148 mxi, 1,04
MMOJIb) 1 pacTBop HarpesatoT n0 KT. Uepes 45 muH pacTBop cHOBa oxnaxaaoT a0 0°C u 100aBISIOT TPUITH-
nmamuH (1 mi, 7,33 mmons) u 2 Mt MeOH. PactBop HarpeBarot 10 KT 1 mepeMenmBaroT B T€UEHUE TOTIOTHH-
TenbHBIX 20 MuH. PacTBOp KOHIIEHTPHPYIOT, MOIBEPTalOT a3€0TPOMHOMY IEPEeMENINBAaHUI0 2X C TOIYOJIOM H
MOMEINAIOT TIOJ BBICOKMH Bakyym B TedueHne 30 wmuH. TBepayio (1-aMHHO-2-BUHUIIMKIONPOIN)-(3-
xJ0pOeH3m)POoCHUHOBYIO KHCIOTY HUCHOIB3YIOT HemocpeacTBeHHo. Kucnorty (87 mr, 0,13 MMoIb) cycrieHau-
pywot B 1 M IM®. [o6asnstor HATU (123 wr, 0,33 mmodb), coequaenue VII (54,6 mr, 0,20 MMos), a 3aTeM
NMM (71 mxkx, 0,65 MmMois). PactBop nepememuBatot B TeueHue Houu npu KT. CMech o4nIIAIOT ¢ MOMOUIBIO
BOXX Ixwuicon ¢ momyueHueM coemuHenus 52 (68,5 mr, 59%) B BUAE TBEpJOrO BEIIECTBA KEIATOTO IBETA.
JlaHHbIC 'H SAMP-cnektpockonmu (300 MI', CD;0D): 6 8,30 (d, J =9,5 I'i, 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,40
(s, 1H), 7,35 (d, J =8,8 I'y, 1H), 7,23 (m, 1H), 6,85 (m, 2H), 6,78 (m, 1H), 5,95 (m, 1H), 5,78 (s, 1H), 5,50 (s,
1H), 5,35 (d, J =9,6 T'u, 2H), 5,15 (d, J =9,0 I'u, 2H), 4,75 (m, 2H), 4,45 (bs, 1H), 4,20 (s, 2H), 4,05 (s, 3H), 3,33
(m, 2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,20 (m, 1H), 1,62 (m, 6H), 1,38 (d, 6H), 1,05 (s, 9H), nannsre *'P SIMP-
cnekrpockomuu (121,4 MI'n, CD;0D): 6 42,73.

ITpumep 53. Ilonyuenue coequHeHus 53.
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®docdonoByto kucnoty IV (370 mr, 1,20 MMOITB) CyCIEHANPYIOT B 5 M TT'® u oxnaxnatot no -40°C. [o-
oapistroT mmo karsiM 1H NaN(TMS), (1,43 mi, 1,43 MMonb) B TeueHue 15 MUH ¢ MOCIEIYIONUM 100aBICHHEM
1-x10p-4-(xnopmermin)oensona (231 mxi, 1,43 mmons) B 1 it TT'®. PacTBop nmepememnBaror mpu TeMneparype
ot -40°C no KT B teuenue Houn. Peakmmro pazBoasr EtOAc u racsat 20 min 1H HCI. Opranwmyeckuii cioit mpo-
MBIBAIOT COJICBBIM pacTBOpoM, cymaT Hax MgSO,4, GUIBTPYIOT M KOHLIEHTPUPYIOT. HeounmeHnHsIit MaTepuan
OYMINAIOT C IIOMOIIBIO CHCTEMBI KOMOMAKCTIpecc-XxpoMaTorpadun, ncnoib3ys rpagueHT ot 30% EtO Ac/Hex no
100% EtOAc c¢ momyuenmem >TuimoBoro sdupa (1-0eH3MIOKCHKapOOHMIAMIHO-2 -BHHIIIHKIOPOIIII)-(4-
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xnop6en3un)pochuHoBoM KucIOTH (94 Mr, 26%) B Buae macia kopuaHeBoro Iseta. Ocratok (94,9 wmr, 0,22
mmonb) cycrieHaupyior B 1 M CH;CN n oxnaxaator no 0°C. Jlo6asmsror Hoarpumermwicwimn (TMSI) (155
MK, 1,09 Mmodb) 1 pactBop HarpeBatoT 10 KT. Uepes 45 muH pacTBop cHOBa oxyaxmaroT 10 0°C u qo0aBisioT
tpuaTHnamuH (1 M, 7,33 mmoie) u 2 Mim MeOH. PactBop HarpeBaroT n0 KT u mepememBaioT B TeUEHUE 10-
MOTHUTENBHBIX 20 MHUH. PacTBOp KOHIEHTPUPYIOT, MOJBEPTalOT a3€0TPOITHOMY IEpPEeMEIINBaHNI0 2X ¢ TOIYO-
JIOM Y TIOMEIIAIOT O] BEICOKHH BakyyM B TeueHne 30 MuH. PochUHOBYIO KHCIOTY CBA3BIBAIOT C IPOMEXYTOU-
HbIM ipoaykToM VII (96 mr, 0,15 mmoinb) B 1 Ma JIM®, no6asisror HATU (142 mr, 0,37 mmoiie) 1 NMM (821
MKT, 0,75 MMoutp), momydast coenuaerne 53 (75,2 mr, 55%) B Buae TBEpIOTO BEUIECTBA XKENTOTO IBeTa. JlaHHbIE
'H SIMP-criekrpockommn (300 MI'n, CD;0D): & 8,30 (d, J =9,5 I'm, 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,30 (m,
4H), 5,95 (m, 1H), 5,80 (s, 1H), 5,25 (d, J =9,6 I'y, 2H), 5,13 (d, J =9,0 ', 2H), 4,75 (m, 2H), 4,45 (bs, 1H),
4,20 (s, 2H), 4,05 (s, 3H), 3,33 (s, 2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,15 (m, 1H), 1,62 (m, 6H), 1,38 (d, 6H),
1,05 (s, 9H), mannsie °'P SIMP-criekrpockormu (121,4 MI', CD;0D): & 42,837.
IIpumep 54. Ilonyuenue coequHeHus 54.
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[Mpomexyrounstit mpoaykt IV (398 mr, 1,3 mmois) pacteopsitor B CH,Cl, (25 M) n oxnakaatot 1o 0°C.
Jo6aemstor nuusonponmwnTwiamuH (0,5 Mit, 2,7 MMOJIb) U IEPEMEIIUBAIOT B TCUCHUE 25 MUH.

Xnoprpumermicuian (0,4 M, 2,7 MMOJIb) 100aBISIOT 1O KaruisiM. Peaknnonnyto cMech HarpesatoT 10 KT
U MepeMeImBaioT B TeucHue 1 4. JlobaBnsror 2-0pomoer3mnopomun (1,6 T, 6,4 MMOJIB) U pEaKIMI0 HArPEBAIOT
1o 45°C B teuenue 18 9. Peakmmonnyro cmech oxnaxnaioT no KT, passogsr CH,Cl,, mpoMBIBarOT BOJHBIM
NH4Cl, cymar Na,SO, " KOHUEHTpUPYIOT. HeoUYWImeHHBI TPOAYKT OYHUINAIOT KOMOMIKCIpECC-
xpomarorpadueii, momydast 346 mr pocdurata ¢ BEIxogoM 56%.

K nmonmygennomy Beitie pactBopy pochunara (346 mr, 0,72 mmonb) B CH3CN (1 M) ipu 0°C noGaBistioT
romotpumetmicuiad (0,6 mi, 3,6 MMoib). Peakiimonnyio cMech HarpeBaroT 10 KT u mepemMemmnBaT B TeUeHHE
30 muH u 3ateM oxnaxmaaot 1o 0°C. JloGasmsrot 2,6-mytuaud (0,5 mur) 1 MeOH (1 M) u mepemMeInmBaroT B
teueHnue 10 muH. PacTBOpUTENIF KOHIIGHTPUPYIOT ¥ OCTATOK YIIAPHBAIOT COBMECTHO C TOIYOJIOM (5 M) U cymar
noJ BakyyMoM B TeueHue 20 MMH, MONydass HeOUMIIeHHbIH amMuH. CBasbiBanue ¢ kucnotoit VII (230 mr, 0,36
MMOJIB) 1aetT 360 Mr coemunerns 54. Hanneie 'H SIMP-criekrpockoruu (300 MI, JIMCO): & 8,30 (s, 1H), 8,20
(s, 1H), 7,88 (s, 1H), 7,79 (s, 1H), 7,54 (d, J = 7,5 T'y, 1H), 7,45 (d, ] = 7,8 I'n, 1H), 7,29 (m, 1H), 7,11 (dd, J =
7,8, 7,8 I'u, 1H), 7,01 (d, J = 7,5 T'u, 1H), 6,00 (m, 1H), 5,78 (s, 1H), 5,15 (d, J = 17,1 I'y, 1H), 5,00 (d, J = 11,7
I'u, 1H), 4,60-4,40 (m, 3H), 3,43 (dd, J = 15,1, 15,1 ', 1H), 3,25 (dd, J = 15,9, 15,9 I'n, 2H), 2,58 (m, 1H), 2,32
(m, 1H), 1,94 (m, 1H), 1,70-1,40 (m, 8H), 1,29 (m, 6H), 0,92 (s, 9H), nanusie 3lp SAAMP-cnekrpockonmu (121,4
MT', CDCls) 8 39,975, KX/MC = 951,20 (M'+1), 975,20 (M'+Na).

IIpumep 55. Ilonyuenue coequHeHus 55.
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JlaHHBIC 'H SIMP-cniektpockonuu (300 MI'u, CD;OD): & 8,28 (d, J =9,3 T'n, 1H), 8,17 (s, 1H), 7,76 (s,
2H), 7,56 (m, 1H), 7,33 (m, 4H), 5,96 (m, 1H), 5,81 (bs, 1H), 5,31 (d, J=17,1 T'u;, 1H), 5,12 (d, J =10,5 I'ny, 1H),
4,69 (m, 2H), 4,45 (bs, 1H), 4,18 (m, 2H), 4,06 (m, 4H), 3,40 (m, 2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,16 (m, 1H),
1,68-1,50 (m, 10H) 1,34 (d, J =6,3 T'u, 6H), 1,01 (s, 9H), nauusie *'P SIMP-crextpockomun (121,4 M@,

CD;0D): & 40,042, JKX/MC = 957 (M'+1).
‘L@Lf’*ﬁ—

IIpumep 56. Ilonyuenue coequHeHus 56.
8. II,OH
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®ocdonoyto kuciory IV (1,5 1, 4,85 mmouns) cycnenaupyror B 40 mir CH,Cl,. PactBop oxnaxnaror 110
0°C. HobGamnsror mo karmssM ocHoBanue Xanura (1,73 mu, 10,2 MMOJIB) ¢ TOCIECAYIOIIUM JT00aBICHUEM XJIOP-
tpumetmicwmna (1,28 mm, 10,2 Mmois). PactBop HarpeBarot o KT u wepe3 40 mun nob6asistor 1-6poMmeTHiI-
2-m3ompornokcu-6en3on (2,45 r, 10,7 mmons) u pactBop HarpeBaroT nipu 40°C B Teduenne 12 4. 3aTeM peaxiuio
nepememuBaioT npu KT B Tewennme 12 4. Ocrtatok pacupenernsstor mexay CH,Cl, m NHyCl u mpomeiBatoT
NH,Cl. Opranndgeckmii cioit cymar Hax MgSO,, QMIBTPYIOT B KOHIEHTPUPYIOT. HeounmmeHHbIi MaTepua
OYHIIAIOT C TOMOIIBI0 CHCTEMBI KOMOHMIKCIpecc-Xxpomarorpaduy ¢ TodydeHHeM dTuioBoro 3dupa (1-
OCH3MITOKCHKApOOHUIIAMUHO-2-BHHHIIITUKIIONPOITNN )-(2-u30mponokcuden3mn)pochuroBoir  kucmotel (1,1 1,
50%), naHHBIC 'H SAMP-cnektpockonmu (300 MI'n, CDCl;): 6 7,33 (m, 5H), 7,10 (m, 2H), 6,89 (m, 2H), 6,18-
5,83 (m, 1H), 5,78-5,39 (m, 1H), 5,10 (m, 3H), 4,89 (m, 1H), 4,05 (m, 2H), 3,55 (m, 2H), 2,97 (m, 1H), 2,01 (m,
1H), 1,78 (m, 1H), 1,50 (m, 1H), 1,20 (m, 9H), mannee °'P SIMP-crekrpockonuu (121,4 MI'y, CDCLy): &
45,097, 44,785 nuactepeoMepsl.

®ocdunar (700 mr, 1,07 mmons) cycnenaupytoT B 1 M CH;CN u oxnaxnarot o 0°C. Jlo6asmstor Hon-
tpumetmiicwnin (TMSI) (727 mxa, 5,35 mmone) u pactBop HarpeBaioT 10 KT. Uepes 45 MuH pacTBOp CHOBa
oxnaxxaatoT 10 0°C n nobasinsitoT TpudTHIaMuH (2 M, 14,6 mmois) u 2 Mt MeOH. PactBop Harpesatot 1o KT u
MEPEMEILUBAIOT B TEUEHUE AOMOJHUTENbHbIX 20 MUH. PacTBOp KOHUEHTPUPYIOT, MOJIBEPralOT a3€0TPOMHOMY
nepeMernBanuio 2X ¢ TOJIY0JIOM M MMOMEINAIOT MO/ BBICOKHIA BakyyM B TedeHue 30 MuH. TBepablii aMUH CBS-
3pIBaIOT ¢ kuciotoil VII, monyyas coenunenue 56. [laHHble 'H SAAMP-cnekrpockonuu (300 MI', CD;0D): &
8,28 (d, J =9,6 I';, 1H), 8,18 (s, 1H), 7,75 (s, 2H), 7,38 (m, 2H), 7,17 (m, 1H), 6,92 (m, 1H), 6,82 (m, 1H), 5,95
(m, 1H), 5,80 (s, 1H), 5,27 (d, J = 17,1 T'm, 1H), 5,06 (d, J =9,0 I'y, 1H), 4,63 (m, 4H), 4,46 (bs, 1H), 4,17 (m,
2H), 4,07 (m, 4H), 3,34 (m, 3H), 2,73 (m, 1H), 2,51 (m, 1H), 2,13 (m, 1H), 1,62 (m, 1H), 1,50 (m, 8H), 1,38 (m,
12H), 1,05 (s, 9H), nauusie *'P SIMP-cnexrpockomuu (121,4 MI', CD;0D): & 36,642. JKX/MC = 931 (M'+1).

IIpumep 57. [lonyuenue coequHeHus S57.
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K pactBopy (2-3tTHndenmn)meranona (3 r, 22 MMOJ‘IL) B a¢upe (10 mu) npu 0°C nobasmsttor pactBop PBr;
(2,181, 8,1 mmoutn) B adupe (3 mi). Peakimonnyro cmeck HarpesatoT 10 KT B TeueHne 45 MUH M 0OXJIQXKIAIOT J10
0°C. Peakmmonnyto cmecb o0padateiBaroT 50%-ubiM BogabiM KOH ( 15 M) u pa3gensror. OpraHudecKuil cioi
cymat rpanyiamu KOH u koHnieHTprpytot 1o moxydenus 3,9 v 1-6poMMeTrin-2-3TuindeH30a.

[Ipomexyrounsrit mpoaykt IV (1,29 1, 3,88 MmMoinb) pactBopsitor B CH,Cl, (40 M) u oxnaxknarot qo 0°C.
Job6asnstor gumzonpomwmdTIiiaMud (1,41 mm, 8,15 MMonb) U mepeMemmBaroT B TeueHue 15 muH. Jlo6aBistor
1o KaruisiM xyoprpuMerwicunad (1,1 mi, 8,15 MMoinp). Peaknmonnyto cmech HarpeBatoT 1o KT u mepememBa-
o1 B TeueHue | 4. J[obaBmstor 2-3Trnoen3mwidpomus (3,86 T, 19,4 Mmoinb), peakiuio HarpeBatoT 1o 45°C B Te-
yeHne HOUM. Peakimonnyro cmech oxnaxnaatot a0 KT, passomsr CH,Cl,, npomeiBator BogusiM NH,Cl, cymar
Na,SO, 1 KOHIEeHTPUPYIOT. HeounIeHHbII MPOAYKT OYUIIAIOT KOMOMIKCIpecc-XxpoMoTorpaduei, momydas 683
MT ¢pocouHaTa ¢ BEIxogoM 41%.

K pacrBopy nonyuennoro Beie ¢pocpunara (650 mr, 1,52 mmons) B CH;CN (3 mur) npu 0°C noGasinsitoT
noporpumermiacunad (1,52 r, 7,6 mmons). Peakionnyro cMech HarpeBatoT 10 KT u nepemenuBaroT B TedeHue
30 muH u 3ateM oxnaxnaaotr 10 0°C. [obasmstor 2,6-mytuans (0,9 M) 1 MeOH (1,5 mit) 1 nepeMeiinBaroT B
tederue 10 MuH. PacTBOpUTENh KOHIIEHTPUPYIOT M OCTATOK YITAPUBAIOT COBMECTHO C TOJYOJIOM (5 MJI) M cymiar
I0JT BAKYyMOM B TeueHue 20 MHH, TIoJTydas HEOUHIIICHHBIN aMUH, KOTOPBIH cBsI3bIBalOT ¢ coenuaerneM VII (500
mr, 0,76 MMomb), momydas coemuHenne 57 (480 wmr, 70%), mammsie 'H SIMP-cmekrpockommn (300 MI',
IMCO): 6 8,28 (s, 1H), 8,21 (d, J =9,6 I'y, 1H), 7,88 (s, 1H), 7,79 (s, 1H), 7,32 (d, J = 11,1 I'u, 1H), 7,19-7,01
(m, 4H), 6,00 (m, 1H), 5,78 (s, 1H), 5,17 (d, J = 17,1 I'y, 1H), 5,02 (d, J = 12,3 T'i, 1H), 4,54 (m, 2H), 4,47 (bs,
1H), 4,16 (m, 3H), 3,97 (s, 3H), 3,15 (m, 2H), 2,60 (m, 1H), 2,29 (m, 3H), 1,94 (m, 1H), 1,70-2,40 (m, 8H), 1,30
(m, 6H), 0,92 (s, 9H), nanubIC 3lp SAMP-cnektpockornuu (121,4 MI'u, CDCly): 6 40,942, XKX/MC = 901,24
(M'+1), 924,17 (M'+Na).

[Ipumep 58. ITomyuenue coequHEHUS 58.
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®ocdonoyto kucnory IV (327 mr, 1,06 Mmmois) cycienaupyror B 5 mit TT'® n oxnaxnatot 1o -40°C. o-
6apistrot o karwsiM 1H NaN(TMS), (1,27 mu, 1,39 MMonb) B TeueHue 15 MUH ¢ MOCIEIYIONUM 100aBICHHEM
2-(6pommeTtun)-1,3-qudTopoensona (176 mxi, 1,39 mmons) B 1 Mt TT'®. PacTBop mepeMenuBaioT Ipy TeMITe-
patype ot -40°C mo KT B Teuenue Houn. Peakmmro pazBomar EtOAc u racsat 20 mu 1H HCI. Opranwueckwii
CJIOW TIPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaT Hag MgSO4, GUIBTPYIOT B KOHIEHTPHUPYIOT. HeounreHHbIH
MaTepHajl OYHIIAI0T C MOMOIIBI0 CHCTEMBI KOMOHMIKCIIpecc-XxpoMaTorpaduu, MCIonb3ys rpamueHt ot 30%
EtOAc/Hex mo 100% EtOAc c¢ momydsenumem dtuioBoro 3¢dupa (1-OeH3mIOKCHKapOOHMIAMHHO-2-
BUHIIIIUKIIONpOIin)-(2,6-nudropdensmn)pochunoBoit kucmoter (147 mr, 33%) B BHOe Maciaa KOPHIHEBOTO
ngera. ®ocdunar (94,7 mr, 0,22 mmons) cycneraupyioT B 1 Mt CH;CN u oxnaxknator o 0°C. [lo6aBistoT ion-
tpumetmiicwnin (TMSI) (155 mxn, 1,08 mmone) u pactBop HarpeBatoT 10 KT. Uepes 45 MuH pacTBOp CHOBa
oxnaxxaatoT 10 0°C n nobasinsitot TpudTiamuH (1 i, 7,33 mmons) u 2 vt MeOH. PactBop Harpesatot 1o KT u
MepeMEIINBalOT B TEUCHHE JOMONHUTENbHBIX 20 MUH. PacTBOp KOHLIEHTPHUPYIOT, TOABEPraloT a3e0TPOITHOMY
HepeMeIInBaHuIo 2X ¢ TOIYyOJIOM U OMEIIAlOT MO BRICOKUH BakyyM B TedeHHe 30 MUH C ITOJy4eHHEM HEeOouu-
IIEHHOTO aM{Ha, 3TUJIOBOTO 3¢upa (1-aMHHO-2-BHHWILHKIONPOINN)-(2,6-1ndTopOen3m)pochrHOBONH KUCIIO-
THI.

Kucnory VII (96 mr, 0,15 mmodb) cycieraupytot B 1 vt JIM®. Jlob6asnstor HATU (143 mr, 0,37 MMonb),
MoJTydeHHbIH BhINIe amuH (60 mr, 0,22 MMoIb), ¢ ocneayomuM aodasieaneM NMM (83 Mk, 0,75 MMOIb).
PactBop mepememmBaroT B Tederne Hour ipu KT. CMech ounmmaroT ¢ momoiisio BOXX.

Jxuicon ¢ nmomydenueM coenuHeHus 58 (67 mr, 53%) B BuAe TBEpAOTO BEMIECTBA JKENTOTO IBeTa. JlaH-
ueie 'H SAAMP-cnekrpockomnuu (300 MI', CD;0D): 8 8,30 (d, J =9,5 I'u, 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,35 (d,
J=9,3 I'u, 1H), 7,33 (m, 1H), 6,94 (m, 2H), 5,95 (m, 1H), 5,80 (s, 1H), 5,25 (d, J =9,6 I'y, 2H), 5,17 (d, J =9,0
I'u, 2H), 4,75 (m, 2H), 4,45 (bs, 1H), 4,20 (s, 2H), 4,05 (s, 3H), 3,40 (m, 2H), 2,80 (m, 1H), 2,52 (m, 1H),
2,15(m, 1H), 1,62 (m, 6H), 1,38 (d, 6H), 1,05 (s, 9H), nanusie 3lp SAMP-cnekrpockonmu (121,4 MI't;, CD;0D):
5 40,898.

IIpumep 59. Ilonyuenue coequnenus 59.
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MertunoBsiii a3¢up Boc-ruapoxcunposnuna (5 r, 20,4 Mmmois) 6epyt B DCM (50 M) u TOY (50 mi). Peak-
M0 TIEPEeMEIINBAlOT NP KOMHATHOW TeMIeparype B TedyeHue 1,5 d, 3aTeM KOHLEHTPHUPYIOT U IIOJBEPraroT
a3e0TPOITHOMY TEPEMEIINBaHUIO0 ¢ TOIyoJaoM (2x50 mur). Ocratok 6epyT B DCM (200 M1) M 1OOABISIOT IIUKIIO-
MEHTHIIKapOamar tpet-neiuna (5,5 r, 22,4 Mmodb) ¢ mocneayromum godasienneM HATU (11,6 T, 30,6 MMoutb)
1 NMM (9 mu, 81,6 Mmmodb). Peakmio mepemMenmBarOT Mpyu KOMHATHOW TeMIlepaType B T€UCHHE HOYH, 3aTEM
racaT HachImeHHBIM pacTBopoM NH,Cl, mpoMbIBaroT BOO#, 3aTeM COJIEBBIM PaCTBOPOM, CYIIAT M KOHIICHTPH-
PYIOT. 3aTeM OCTaTOK OYHIIAIOT IKCTIpecc-XxpoMarorpaduei ¢ moyaenuneM tpedyemoro aunentuaa (7,56 r).

MeTtwmnosiii a3¢up 6epyt B TT'® (70 mur), nobasisrot Boxy 70 mur), meranon (70 mur) u LiOH-H,O (8,6 T,
204 mMonb). Peaknuio mepeMemmBaroT P KOMHATHOM TeMIleparype B TeueHue | 4, 3aTeM pa3BOASAT BOJOW U
noakucisaoT HCl. Peaknuio sKCTparupyroT STHIIALETaTOM, IIPOMBIBAIOT COJIEBBIM PacTBOPOM, CyIIAT M KOHIIEH-
TPUPYIOT JI0 NOIy4eHHsI TpeOyeMoit KHCIIOTH (5,98 T HeOUNIIEHHOTO IPOAYKTa, 82% IO IBYM CTallusIM).

Kap6onoByto kucinory (2,62 1, 7,36 mmons) 6epyt B TI'® (75 mun) mpu 0°C u nobasmsror TEA (3,1 mu,
22,08 mmoip) 1 atrixiopdopmuar (0,70 mi, 7,36 Mmoinb). Peakiun mo3BOJISAIOT HAarpeThes JO KOMHATHOW TeM-
nepartypsl u nepememnmaior 30 muH. TBepable BemecTBa OTGUIBTPOBBIBAIOT M PEAKIMI0 KOHIEHTPHUPYIOT. Oc-
TaToK OepyT B dTmianerate, nmpoMbiBaloT 1H HCl, KOHIIEHTPUPYIOT M OYHUIIAIOT dKCIpecc-xpomaTopadueii ¢
nony4yeHrneM Tpedyemoro jgakToHa (1,81 1, 73%).

Jlannsrnii maktoH (0,44 T, 1,3 Mmmons) 6epyT B Tosryone (8 mur) u Boje (8 MiT) B IPUCYTCTBUM aMUHa, TIOJTY-
genHoro B pumepe 83 (0,25 1, 0,83 mmons). lobasmstot stunrekcanoat (0,32 1, 1,95 MMOJIB) B peakIuio Te-
pememmBaroT npu 80°C B TeueHHe HOUH. PeakIuio SKCTparupyroT 3THJIANETaTOM, MPOMBIBAIOT PACTBOPOM OH-
kapOonara Hatpus, |H HCI, u coneBsiM pacTBOpoM, cymiaT, KOHIICHTPUPYIOT U OYHINAIOT Ha SKCIIPECC-KOJIOHKE
¢ onmyuenueM tpunenrtuza (0,25 r, 50%).

Ipomuuon (0,93 1, 1,45 mMoink) cmemuBarT ¢ Oposmwixiopunom (0,52 r, 2,03 mmons) 1 DABCO (0,26 T,
2,32 MMoOIB) B TOIyod (3 MJI) M IIEpeMEIIMBAIOT IPH KOMHATHOH TemIepaTtype B TedeHue 3 4. Peaknuio skcrpa-
THPYIOT STHIALETATOM, POMBIBAIOT pacTBopoM OmkapOoHara Hatpus, 1H HCI, coneBbIM pacTBOpoM, KOHIICH-
TPUPYIOT ¥ OYMIIAIOT 3KCIIpecc-xpomaropadueii ¢ momyuenuem oposunara (0,995 r, 80%).

Bpozunar (0,995 r, 1,16 MmMons) Oepyr B NMP (12 M) u noGaBnsitor 8-X10p-4-rupoKCH-7-METOKCH-
XUHONUH-2-KapboHoByto kucioty (0,38 T, 1,16 mmons) u kapbonar uesust (0,38 T, 1,16 mmois). Peakiuio mepe-
MemmuBaroT mpu 60°C B TeueHue 4 4, 3aTeM IIPH KOMHATHOHM TeMIlepaType B TeUeHHE HOYM. PeakIuio skcTparu-
PYIOT STHJIAIIETaTOM, TIPOMBIBAIOT PAacTBOPOM OMKapOOHAaTa, KOHIEHTPHPYIOT ¥ OYHINAIOT JKCIpecc-
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xpomatopadueii ¢ momydyeHueM npoaykra (0,86 r, 84%). JlanHblid MeTHIOBBIN cioxHbI 2dup (0,86 T, 0,97
MMmodib) 6epyT B TI'® (10 M) u mobaBnsroT Boay (10 M) m NaOH (2 mut 1 M pacteopa) mipu 0°C. Peakiuro me-
peMemmuBaroT B TeueHue 1,5 4, pasBomsat Bomoi, moakucistor HCI u akcTparupyroT stuiamnerarom. Opranude-
CKHE KOMITOHEHTHI CyIIaT M KOHIEHTPHPYIOT 10 MONydeHHUS KapOOHOBOHM KUCIOTHL. JlaHHBIA OCcTaTOK OepyT B
TI'® u nobasmsror TEA (0,15 M, 1,07 MMOJIB) B CMECh OXTXKIAIOT J0 HyJsI. J[00aBISIOT N300y THIXIOPGhOp-
muat (0,14 M, 1,07 MMOJIB) M peakIuio IepeMENIMBAIOT TP KOMHATHOW TemriepaType B Tedenne 40 muH. Jlo-
GamistroT muazometad (2,0 sxBUBajeHTa) B pacTBope ddupa (momydeHHoro u3 MNNG) U peakiuio rmepeMerin-
BaIOT TIPH HYJIE TpaaycoB B TedeHne 30 MUH, 3aTeM B TeUeHHE 2 4 PW KOMHATHOW TeMIepaType. 3aTeM peak-
M0 KOHLEHTPUPYIOT /10 Noy4eHus auaszokerona (0,58 r, 67% B 1ByX cTagusx).

Jwuazoxeron (0,58 r, 0,646 mmois) 6epyt B TT'® mpu 0°C n nobasisttoT koHu. HBr (0,4 mi). Peakuuto me-
peMeIMBaoT 1 MOHUTOPHUPYIOT ¢ nomotibio JKX/MC. Tlocne mosHOTO IpeBpaleHns J00aBIAIOT ITWIIALETaT U
cMmech npombiBatoT pactBopoM NaHCO;, cymat n koHnentpupyor. Octarok 6epyT B IPA (10 mim) n mobGasinstor
m3onpormurraomouesny (0,15 r, 1,29 mmons). Peakunto HarpeBatot 1o 75°C B TeueHue 1 4, 3aTeM KOHLEHTpPHU-
pytot. Tloay4eHHBII B pe3yibTaTe OCTaToK OepyT B aneToHUTpHie u mobasmssror TMSI (0,5 v, 3,23 Mmoib).
Peakmuro mepeMemmBarOT MPU KOMHATHOW TeMmIieparype B TedeHue 15 mwmH, pasBomar 0,4 mi 2,6-TyTHAMHA,
3aTeM TacAT METAHOJIOM, KOHIIECHTPUPYIOT M OYHIIAIOT ¢ rmomotnsio BOXKX ¢ momydenuem coenunenus 59 (443

73%), mannbie 'H SAMP-cniekTpockomnuu (300 MI'u, CD;0D): & 8,29 (m, 2H), 7,79 (m, 1H), 7,59 (m, 1H),
7,24 (m, 1H), 6,86 (m, 2H), 5,97 (m, 1H), 5,75 (br s, 1H), 5,32 (m, 1H), 5,09 (m, 1H), 4,77 (m, 1H), 4,60 (m,
1H), 4,40 (br s, 1H), 4,14 (s, 3H), 3,95 (m, 1H), 3,41 (m, 3H), 2,73 (m, 2H), 2,18 (m, 1H), 1,61 (m, 8H), 1,47
(m, 8H), 1,03 (s, 9H), nanusIe 3p SAMP-cnekrpockonuu (121,4 MI', CD;0D) & 40,279. KX/MC: 943 (M+1).

[Ipumep 60. [Momyuenue coequaerus 60.
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®ocdonoryro kucnory IV (1,0 1, 3,24 MMOJ‘IL) cycnienaupyot B 30 mut CH,Cl,. PactBop oxmaxaaror 110
0°C. lo6aBnsroT mo KarisiM ocHoBaHue Xanura (1036 Mk, 6,79 MMOJIB) ¢ TIOCIEAYIONIMM TOOABICHUEM XJIOP-
tpumetmiicwia (863 Mk, 6,79 Mmois). PactBop Harpesatot 1o KT u uepe3 40 mMuH 100aBistoT 2-6poMMeTHII-
1-x10p-3-dpropodenzon (1,58 r, 7,13 mmons) n pactBop HarpeBaioT npu 40°C B TeyeHue 12 4. 3areM peakiuio
nepememmBaioT npu KT B teuenwe 12 4. Ocrarok pacnpenenstor mexxay CH,Cl, 1 NH4Cl u npombiBatot
NH,CL

Opranndeckuii cioit cymar Hag MgSO,, QUIBTPYIOT U KOHIICHTPUPYIOT. HEOUHIIEHHBIH MaTeprat O4n-
MIAI0T C TIOMOIIBIO CHUCTEMBI KOMOHMIKCIpecc-XxpoMarorpaduu ¢ MOJydeHHUEeM STHIIOBOTO 3¢upa (1-0eH3uino-
KCHKapOOHMITaMUHO-2 -BUHIUI-IIKIIONIPOIIII)-(2-XJ10p-6-h Top-Oen3mn)-pochunoBoit kucmotel (750 mr, 51%),
naunble 'H SAMP-cnektpockomnuu (300 MI'y, CDCl;): 6 7,33 (m, 5SH) d 7,17 (m, 2H), 6,95 (m, 1H), 6,18-5,83
(m, 1H), 5,78-5,39 (m, 1H), 5,10 (m, 3H), 4,89 (m, 1H), 4,05 (m, 2H), 3,55 (m, 2H), 2,21 (m, 1H), 1,78 (m, 1H),
1,50 (m, 1H), 1,10 (m, 3H), nanHsIe 3lp SAMP-cnekrpockomnuu (121,4 MI'u, CDCly): & 45,897, 42,185 nuacre-
peoMepsl.

[Momyuennsrit panee dochunar (730 mr, 1,62 mmoinn) cycnenmupytoT B 1 Ma CH3;CN u oxnaxkmaroT 1o
0°C. Ho6assrot Honrpumeruncmmmn (TMSI) (1112 vk, 8,18 Mmoib) 1 pactBop HarpeBaroT A0 KT. Uepes 45
MHH pacTBOp cHOBa oxyaxkaatoT 10 0°C u noGasisttoT TpudTIIIaMuH (2 M, 14,6 Mmois) u 2 Mt MeOH. Pactop
HarpeBaoT A0 KT u nepememuBaroT B Te4eHUE NONMOJHUTENBHBIX 20 MUH. PacTBOp KOHLIEHTPUPYIOT, OJBEP-
raroT a3e0TPONHOMY IepeMemuBaHuio 2X ¢ TOIY0JIOM U IMOMEUIAIOT MO BBICOKUI BakyyM B TedeHue 30 MUH.
HeounIeHHbI aMHH HCIOIB3YIOT HerocpeacTsenHo. CesaspiBanme ¢ VII maer coenmuenme 60. dannsie 'H
SAMP-cnextpockomnuu (300 MI'n, CD;0D): 6 8,23 (d, J =9,5 I'y, 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,33 (m, 1H),
7,21 (m, 2H), 7,03 (m, 1H), 5,95 (m, 1H), 5,78 (s, 1H), 5,22 (d, ] =9,6 'y, 1H), 5,13 (d, J =9,0 ', 1H), 4,63 (m,
2H), 4,45 (bs, 1H), 4,20 (m, 3H), 4,05 (s, 3H), 3,22 (m, 1H), 3,20 (d, 1H), 3,18 (s, 1H), 2,80 (m, 1H), 2,78 (s,
3H), 2,45 (m, 1H), 2,15 (m, 1H), 1,62 (m, 1H), 1,50 (m, 8H), 1,38 (d, 6H), 1,05 (s, 9H), naunsie °'P SIMP-
crekrpockoruu (121,4 MT', CD;0D): § 36,642 XKX/MC = 925 (M'+1).

[Ipumep 61. IMomyuenune coequaeHns 61.
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JlaHHbIC 'H SIMP-cniektpockonuu (300 MI'u, CD;0OD): & 8,28 (d, J =9,3 T'n, 1H), 8,18 (s, 1H), 7,76 (s,
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2H), 7,37 (m, 3H), 7,20 (m, 1H), 5,99 (m, 1H), 5,81 (bs, 1H), 5,29 (d, J =171 ', 1H), 5,11 (d, J =10,5 I'e;, 1H),
4,72 (m, 2H), 4,45 (bs, 1H), 4,18 (m, 2H), 4,05 (m, 4H), 3,79 (m, 2H), 2,81 (m, 1H), 2,59 (m, 1H), 2,21 (m, 1H),
1,68-1,50 (m, 10H) 1,38 (d, J =6,3, 6H), 1,04 (s, 9H), mannsie *'P SIMP-criekrpockomuu (121,4 MI', CD;0D):
841,451 dKX/MC =941 (M'+1).

[Ipumep 62. ITomyuenue coequHeHUS 62.
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[Mpomexyrounstit npoaykr IV (2,06 r, 6,7 mmons) pacteopsiior B CH,Cl, (60 M) n oxnaxnator o 0°C.
Jo6amstor nuusonponmwnTwiamuH (2,48 mi, 14,3 MMOJIb) U IEpEeMEIINBAIOT B TCYCHUE 15 MUH.

Xnoprpumermicwian (1,92 mi, 14,3 MMonb) 100aBISIOT N0 KalusiM. PeakimoHHyI0 cMech HarpeBaroT J10
KT u mepememmBaroT B Teuenue 1,5 4. JlobGaBmsior 2-drop-6-TpudTopmermnoensmwixiopun (8,61 r, 33,5
MMOJIb) U peakIuio HarpeBaroT a0 45°C B TeueHue HOYM. PeakimoHHyio cMech oxnaxnpator no KT, pazBomsar
CH,Cl,, npomsiBarot BogabiM NHyCl, cymat Na,SO4 v KOHIEHTpUPYIOT. HeoUnmeHHbI MTPOAYKT OYHIIAIOT
KoMOmdKCcTpecc-xpomaTtorpadueii ¢ moxyaenueM 1,14 T pocdunara ¢ Berxogom 35%.

K nmonmyuennomy Beitie pactBopy ochunara (550 mr, 1,13 mmons) B CH3CN (2 M) nipu 0°C noGaBistioT
Homorpumerwicunad (1,13 r, 5,66 MMoib). Peakimonnyto cMech HarpeBatoT 10 KT u nepemenmBaioT B TedeHUE
30 muH u 3ateM oxnaxaatoT no 0°C. [ob6asmsror 2,6-mytuand (0,7 M) 1 MeOH (1 M) u mepemMenmBaioT B
Teuenne 10 MuH. PacTBOpHTENb KOHIIEHTPUPYIOT U OCTATOK YIIAPHBAIOT COBMECTHO C TOJIyOJIOM (5 MIT) M CymiaT
MoJi BAKyyMOM B TeueHue 20 MUH ¢ MOJIy4eHHEeM HEOUUIIEHHOTO aMUHa, KOTOPBIN CBA3BIBaIOT ¢ Kuciotoit VII ¢
TOJTy4EeHHEM COEIMHEHHs, COOTBETCTRYIoNIero npumepy 62 (339 mr), mannsie 'H SMP-criektpockomuu (300
MI'n, CD;0D): 3, 8,28 (d, J =9,3 I'i, 1H), 8,18 (s, 1H), 7,76 (m, 2H), 7,54-7,31 (m, 4H), 5,99 (m, 1H), 5,82 (s,
1H), 5,29 (d, J = 17,1 I'u, 1H), 5,13 (m, 1H), 4,71 (m, 2H), 4,43 (s, 1H), 4,22-4,05 (m, 2H), 3,78-3,49 (m, 2H),
3,31 (m, 2H), 2,82 (m, 1H), 2,57 (m, 1H), 2,20 (m, 1H), 1,68-1,48 (m, 8H), 1,34 (m, 6H), 1,01 (s, 9H), nanusie
3P IMP-cniektpockormu (121,4 MI'ii, CDCl): 8 40,019 XXX/MC = 959,37 (M™+1), 981,25 (M'+Na).

[Ipumep 63. [Tomyuenue coequHeHUS 63.
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JlaHHbIC 'H SIMP-cniektpockonuu (300 MI'u, CD;0OD): & 8,28 (d, J =9,6 T'n, 1H), 8,18 (s, 1H), 7,76 (s,
2H), 7,33 (m, 1H), 7,18 (m, 1H), 6,77 (m, 1H), 6,68 (m, 1H), 5,94 (m, 1H), 5,81 (bs, 1H), 5,27 (d, J =16,8 I'L,
1H), 5,08 (d, J =9,0 ', 1H), 4,68 (m, 2H), 4,46 (bs, 1H), 4,17 (m, 2H), 4,05 (m, 4H), 3,81 (m, 3H), 3,37 (m,
2H), 2,79 (m, 1H), 2,57 (m, 1H), 2,16 (m, 1H), 1,61-1,50 (m, 10H) 1,38 (d, J =6,3 I'r;, 6H), 1,04 (s, 9H), narubIc
3P SIMP-criekrpockormu (121,4 MI', CD;0D): & 42,834 KX/MC = 921 (M'+1).

IIpumep 64. Ilonyuenue coequneHus 64.
Ny A PN
“ory
°
QY B on
Ty Y s

[Mpomexyrounstit mpoaykr IV (948,8 wmr, 3,07 MMoub) pactBopsiioT B TT'® (9,5 mi) u oxnaxxaaror 1o -
40°C. 1 M pactBop NaN(TMS), B TT'® (4 mu1, 4 MM0ITb) T0OABISAIOT TIO KAIIIM M PEAKIIMOHHYIO CMECh Iepe-
MemmBaroT npu - 40°C B teuenune 40 muH. JJob6aBmstor 2,6-quMeTnnoer3mxiopun (623,2 mr, 4,03 MMoIb) B
TI'® (2 M) u ynansioT xoloaHyio 6aHio. Peaknmonnyio cmech nepememuBaroT npu KT B Teuenne 20 4. Peak-
ronnyto cMech racat 1H HCI (50 mi) u sxcrparupytor EtOAc (2 x 50 mur). Opranndeckue ciIou NpOMBIBAIOT
COJIEBBIM pacTBOpOM, cymar Na,SOy4, GUIBTPYIOT M KOHLEHTPUPYIOT. HeoUnIeHHbIH TpOgyKT OYHIIA0T KOM-
omdKcIpecc-xpomarorpadueii ¢ momyderneM 679,9 mr pochunata ¢ Berxogom 52%.

PactBop docdunara (400,1 mr, 0,94 mmonp) B CH3;CN (4 mur) nepememuBatot npu 0°C mo Mepe podasiie-
Hust Hontpumeruicuinana (0,67 mi, 4,71 MMonb). Peakunonnyio cmechk HarpeBatoT A0 KT u mepememuBaioT B
teuenue 1,5 4. Peakumonnyro cMech oxiaxaarot 10 0°C u mobasmstor TEA (10,76 mi) u MeOH (4 mu). Pac-
TBOp nepemenBatoT npu KT B teuenne 0,5 4 u koHNEHTpUpYOT. OCTaTOK TPUTYPHPYIOT TOIYOJIOM (8 Mil) 1
KOHLIEHTpUPYIOT. HeouneHHpIi IpoAyKT CyIIaT U UCMOJB3YIOT Ha ciaeayromel cragun peakimu. Kucnory VII
(408,5 mr, 0,63 MMOJIb) U TTOY4YEHHBIH BbIIIE aMHH pacTBOpsOT B IM® (5 mur) u oxnaxnator 1o 0°C. [Jobas-
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nsroT HATU (891,2 wmr, 2,34 mmons) 1 NMM (0,52 mn, 4,73 MMonb) u cMech HarpeBatoT 10 KT u nepemeniu-
BalOT B TeueHue 3 4. HeounmmenHslil npoaykT ounmarot ¢ nomousio BOXKX, momydast 266 mr coenunenus 64.
Jannsie 'H SIMP-ciekrpockormu (300 MI'n, CD;0D): & 8,26 (d, 1H, J = 9,0 T'), 8,20 (s, 1H), 7,74 (br, 2H),
7,30 (dd, 1H, J =9,0 u 2,0 I'n), 6,95 (s, 3H), 6,01 (dt, 1H, J = 17,1 u 9,8 T'm), 5,80 (br, 1H), 5,29 (dd, 1H, J =
17,1m 1,9 '), 5,13 (dd, 1H, J=9,8 u 1,9 I'y), 4,62-4,77 (m, 2H), 4,46 (br, 1H), 4,05-4,22 (m, 3H), 4,04 (s, 3H),
3,47 (t, 1H, J = 15,3 T'm), 3,35 (t, IH, J = 15,3 T'm), 2,81 (dd, 1H, J = 13,5 u 7,2 T'm), 2,45-2,57 (m, 1H), 2,39 (s,
6H), 2,12-2,26 (br m, 1H), 1,39-1,70 (m, 10H), 1,34 (d, 6H5 J = 6,6 I'rp), 1,03 (s, 9H), nauusiec *'P SIMP-
crextpockoruu (121,4 MT', CD;0D): § 42,678, JKX/MC =901 (M '+1).
[Ipumep 65. ITomyueHue coequHEHUS 65.

Coenunenwne 1V (3,9 r, 12,6 mmonb) pactBopstoT B CH,Cl, (60 mur) u oxmaxkaatot g0 0°C u 1006aBisioT
muu3onponmndTIWIaMuH (4,5 mi, 26,4 Mmons). J100aBisSioT mo KamisMm xjopTpumertwicuiaad (3,3 mur, 26,4
MMoub). Peaknmonnyto cmech HarpeBatoT 1o KT n nmepememmBator B Teuenue 1 4. JloGasnstor 2,6-audTop-3-
xnopoenzmnopomun (4,5 r, 18,8 Mmoib) u peakiuio HarpearoT 1o 42°C B TeYeHHE HOYH. PeakimoHHYIO cMech
oxmaxnatot 1o KT, pazsomst CH,Cl,, mpomeiBarotr BogaeiM NH,Cl, cymat Na,SO,4 u koHIIeHTpHpYIoT. Heoun-
IIEHHBIH TPOJYKT OYMINAIOT KOMOMAKCHpecc-xpoMaTorpadueii, monydas 3,7 v dochunara ¢ Berxogom 61%.
®doc¢unar obpadareiBaror TMSI u cBs3bBatoT ¢ coenuaerneM VI, momyyas coenunenue 65. JlanHbIe 'H SIMP-
cnekrpockomuu (300 MI', CD;0D): & 8,23 (d, J =9,5 'y, 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,36 (m, 2H), 6,97 (m,
1H), 5,95 (m, 1H), 5,78 (bs, 1H), 5,32 (d, J =9,6 ', 1H), 5,18 (d, J =9,0 ', 1H), 4,63 (m, 2H), 4,45 (bs, 1H),
4,20 (m, 3H), 4,05 (s, 3H), 3,34 (m, 2H), 2,80 (m, 1H), 2,45 (m, 1H), 2,15 (m, 1H), 1,68-1,50 (m, 8H), 1,38 (d,
6H), 1,05 (s, 9H), nanusie 3lp SIMP-cnextpockoruu (121,4 MI'i, CD;0D): § 40,079 XKX/MC = 943 (M'+1).

[Ipumep 66. [Tomyuenue coequHeHUS 66.
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Jannsie 'H IMP-criekrpockormuu (300 MI'i, CD;0D): § 8,23 (d, J =9,5 I'i;, 1H), 8,20 (s, 1H), 7,79 (s,2H),
7,36 (m, 1H), 7,06 (m, 2H), 5,95 (m, 1H), 5,78 (bs, 1H), 5,32 (d, J =9,6 T';, 1H), 5,18 (d, J =9,0 I'y, 1H), 4,63
(m, 2H), 4,45 (bs, 1H), 4,20 (m, 3H), 4,05 (s, 3H), 3,34 (m, 2H), 2,80 (m, 1H), 2,45 (m, 1H), 2,15 (m, 1H), 1,68-
1,50 (m, 8H), 1,38 (d, 6H), 1,05 (s, 9H), naunsie 3lp SAMP-cnekrpockonuu (121,4 MI', CD;0D): & 40,879
KX/MC =943 (M'+1).

[Ipumep 67. [Tomyuenue coequHeHUS 67.
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JlaHHbIC 'H SAMP-cniektpockonuu (300 MI'u, CD;OD): & 8,28 (d, J = 9,3 I'i, 1H), 8,17 (s, 1H), 7,75 (m,
2H), 7,68 (m, 1H), 7,32 (d, J = 9,3 ', 1H), 7,08 (dd, J = 9,6, 9,6 T'y, 1H), 5,94-5,82 (m, 2H), 5,79 (s, 1H), 5,26
(d,J=17,1 T'y, 1H), 5,05 (d, J = 10,2 T', 1H), 4,65 (m, 2H), 4,15 (m, 3H), 4,05 (s, 3H), 3,31 (m, 2H), 2,80 (m,
1H), 2,51 (m, 1H), 2,11 (m, 1H), 1,63-1,49 (m, 8H), 1,34 (m, 6H), 1,00 (s, 9H), naumbic °'P SIMP-
crextpockormuu (121,4 MT', CDCl3): § 40,908 XKX/MC = 943,27 (M'+1), 965,03 (M'+Na).
[Ipumep 68. [TomyueHue coequHeHUS 68.
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JlaHHBIC 'H SIMP-cniexktpockornuu (300 MI', CD;0OD): 6 8,28 (d, J = 9,3 I', 1H), 8,16 (s, 1H), 7,77 (s,
1H), 7,72 (d, J = 2,1 T'ny, 1H), 7,33 (d, ] = 12 T'y, 1H), 7,14 (m, 1H), 6,91 (m, 1H), 5,98 (dt, J = 10,2, 17,1 I,
1H), 5,79 (s, 1H), 5,31 (d, J = 16,8 I'u, 1H), 5,13 (d, J = 11,7 T'u, 1H), 4,71 (t, J =9 T'm), 4,63 (d, J = 11,1 I,
1H), 4,5 (s, 1H), 4,1-4,2 (brm, 3H), 4,05 (s, 3H), 3,44 (dd5 J = 5,1, 15,6 T'u, 2H), 2,77 (m, 1H), 2,59 (m, 1H),
2,19 (m, 1H), 1,44-1,7 (m, 10H), 1,34 (d, J = 6,3 T'i, 6H), 1,04 (s, 9H), nanusIe 3p SIMP-cniektpockonmm (121,4
MTI', CD;0D) & 37,8 XX/MC = 927,3 (M'+1).

[Ipumep 69. [Momyuenue coequaeHns 69.

_o N, ’Ni-N)fj_

N
P
9

s ’ Cl)
H @(Nuh IL/OH
O N / F
T
° A~ Z a
F

IIpomexyrounsrit mpoaykt IV (15,5 1, 50,3 Mmmous) pactBopsitor B CH,Cl, (300 mir) u oxnaxmgator qo 0°C
1 TO0ABJISIFOT TUU30MPONMITHIAMUH (22 Mit, 126 MMoib). J100aBISIOT 1O KarwisaM XJopTpuMeTriicuian (17 mur,
126 mmoup). Peaknmonnyto cmech HarpeBatoT 10 KT m mepememmBaior B TeueHue 1 4. JloGasmstor 2,3,6-
TpudTOpoeH3mIOpoMu (37 T, 165 MMoib) U peakiuio nepememuBator mpu KT B Teuenue Houw. J[006aBIsroT
Boaubiit NH4CI (200 mi) 1 mepememmBaroT B TeueHue 30 MuH. Pa3nensror aBa ciost ¥ BOJHBIN CIIOH dKCTparu-
pytor CH,Cl,. O6senuHeHHbIH opranndeckuid cioi cymart Na,SO, M KOHIEeHTpUPYIOT. HeounIeHHbIH PO yKT
OUMIIAIOT KOMOMIKCIIpecc-xpomarorpaduei, noiydas 7,3 r pocdunara.

K pactBopy docdunara (7,2 r, 15,8 Mmons) B TOA (45 mi) npu KT nobasmssror DMS (10 min) n nepeme-
NIMBAIOT B TeueHHEe HOYM. CMeCh KOHIICHTPUPYIOT U YIAPUBAIOT COBMCTHO € TOJyolloM. OCTaTOK pacTBOPSIOT B
1/1 iPrOH/rentane u npomsiator 6H HCI (3x). O0bennHeHHbIe BOAHBIC ¢Iou J0BOIAT 10 pH = 10 ¢ momonisio
NaOH B xononHot 6ane. Bomusiii cioii sxctparupyoT EtOAc (3 x 100 mim). OpraHudeckrie ClIou MPOMBIBAIOT
COJIEBBIM pacTBopoM, cymaT Na,SO4 U KOHUEHTPUPYIOT A0 HodydeHus 3,8 T aMuHa, KOTOPBIM CBSA3BIBAIOT U
CHUMAIOT 3alUTy, HONydas coeauHeHue 69 ¢ BbixomoMm 75%. Jammsie 'H SIMP-cnextpockomuu (300 MI,
CD;0D): 6 8,27 (d, J=9,3 T, 1H), 8,18 (s, 1H), 7,76 (d, J =3,0 'y, 2H), 7,43 (m, 1H), 7,28 (d, J =2,4 'y, 1H),
7,03 (dd, J = 8,7, 8,7 I', 1H), 5,91 (m, 1H), 5,81 (s, 1H), 5,27 (d, J = 17,1 I'y, 1H), 5,08 (d, J = 11,4 ', 1H),
4,68 (m, 2H), 4,46 (s, 1H), 4,16 (m, 3H), 3,36 (m, 2H), 2,80 (m, 1H), 2,55 (m, 1H), 2,13 (m, 1H), 1,62-1,46 (m,
8H), 1,34 (d, ] = 6,3 I'u, 6H), 1,02 (s, 9H), nanusie 3p SAMP-cnekrpockonmu (121,4 MI'y, CDCl;): & 41,986,
KX/MC = 943,27 (M'+1), 965,03 (M'+Na).

[Ipumep 70. IMomyuenue coequaenus 70.

[Ipomexyrounsrit mpoaykt IV (380 mr, 0,78 mmons) pactopsror B CH,Cl, (15 M) m oxnmaxknatot 1o 0°C.
Job6asmstor auuzonponmwmnTiwiaMuH (0,4 Mit, 2,3 MMOIIb) M IEPEMENIMBAIOT B TeUeHHE 25 MUH. XJIOpTPUMETHII-
cunad (0,32 mi, 2,3 MMOJIB) 100aBISIIOT IO KarwisiM. Peakiponnyro cmech HarpesatoT 10 KT n nepememmBaior B
teuenne | 4. JloGasmsror 1-6pommeTmin-5-xmop-2,4-nudropoenson (940 mr, 3,9 MMOJIb) U peakIMIO HarpeBaOT
1o 45°C B teuenue 18 9. Peakmmonnyro cmech oxnaxnaioT no KT, passogar CH,Cl,, mpoMBIBarOT BOJHBIM
NH4Cl, cymar Na,SO; u KOHIEHTPHPYIOT. HeounIieHHBIH TPOAYKT OYMINAIOT KOMOHMIKcHpecc-
xpomarorpadueit, momygast 190 mr pocdunara ¢ Berxogom 52%.

K pactBopy nomydenHoro Beime gochunara (190 mr, 0,41 mmons) B CH3CN (1 mur) mpu 0°C moGaBmisioT
tonrpumernncmian (0,3 M, 2 MMoitb). Peakimonnyto cMech HarpeBarot 1o KT u nepememuBaior B TeueHue 30
MUH U 3aTeM oxnaxaaioT 10 0°C. Jobasnstot 2,6-mytaaud (0,23 M) 1 MeOH (1 M) u mepeMeInmBaroT B TeUue-
uue 10 MuH. PacTBOpUTENs KOHIEHTPUPYIOT M OCTATOK YIIAPUBAIOT COBMECTHO C TOXYOJIOM (5 MJI) M CyIIaT MOJ
BakyyMoM B Tederne 20 MuH, oiydas aMmuH. CBsizpiBanue ¢ kucimoroir VII (130 mr, 0,2 MMOJIb) TaeT coeanHe-
uue 70. JlaHHbIC 'H SIMP-cniektpockonuu (300 MI', CD;0D): 6 8,23 (d, J =9,5 ', 1H), 8,20 (s, 1H), 7,79 (s,
2H), 7,36 (m, 1H), 7,14 (m, 2H), 5,95 (m, 1H), 5,78 (bs, 1H), 5,32 (d, J =9,6 'y, 1H), 5,18 (d, J =9,0 ', 1H),
4,63 (m, 2H), 4,45 (bs, 1H), 4,20 (m, 3H), 4,05 (s, 3H), 3,34 (m, 2H), 2,80 (m, 1H), 2,45 (m, 1H), 2,15 (m, 1H),
1,68-1,50 (m, 8H) 1,38 (d, 6H), 1,05 (s, 9H), nannbie 3p SIMP-cniektpockonuu (121,4 MI'n, CD;OD): 6 40,578.
KX/MC =943 (M'+1).

IIpumep 71. Ilonyuenue coequnenus 71.
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JlaHHBIC 'H SIMP-cniektpockonuu (300 MI'u, CD;0OD): & 8,28 (d, J =9,6 T'n, 1H), 8,18 (s, 1H), 7,76 (s,
2H), 7,44 (m, 1H), 7,34 (m, 1H), 7,08 (t, d=9,0 T'u, 1H), 5,95 (m, 1H), 5,80 (bs, 1H), 5,29 (d, J =17,4 T'y, 1H),
5,13 (d, J =9,0 T'u, 1H), 4,69 (m, 2H), 4,47 (bs, 1H), 4,18 (m, 2H), 4,06 (m, 4H), 3,58 (m, 2H), 2,79 (m, 1H),
2,57 (m, 1H), 2,19 (m, 1H), 1,68-1,50 (m, 10H), 1,38 (d, J =6,3 T'n, 6H), 1,04 (s, 9H), nauusie °'P SIMP-
crextpockoruu (121,4 MT', CD;0D): § 40,778. JKX/MC = 959 (M'+1).

IIpumep 72. Ilonyuenue coequHeHus 72.

/,

10 \

dochonoryro kuciory IV (1,62 r, 5,27 mmois) cycieHaupyiotT B 5 vt TT'® n oxnaxknaror no -40°C. Jlo-
GasisiroT 1o Karwisim 1H NaN(TMS), (6,32 mut, 6,31 MMoub) B TedeHHE 15 MHH C TTOCIEAYIOMUM T00aBICHUEM
1-(6pommeTnin)-2-autpobensona (1,36 T, 6,32 mmons) B 1 Ma TI'®. PactBop nmepememnBaioT npu TeMmeparype
ot -40°C mo KT B Teuenne Houn. Peakuuro pa3Bonsat EtOAc u racsat 20 mur 1 H HCL. Opranudeckuii cioit mpo-
MBIBAIOT COJIEBBIM pacTBOpOM, cymart Hax MgSO,4, GUIBTPYIOT M KOHIEHTPHUPYIOT. HeounIueHHbIH MaTepuan
OYMIIAIOT C MOMOIIBIO CUCTEMBI KOMOHMIKCTIpecc-xpoMaTorpaduu, ucnons3ys rpagueHt ot 30% EtOAc/Hex no
100% EtOAc c momyuenuem stwiioBoro 3¢gupa (1-OeH3MI0KCHKapOOHMIAMHHO-2-BHHUI-IIMKIOTIPOITIIT)-(2-
HUTPO-0eH3mI)-hochruHOBOH KHCITOTHI (196 Mr, 8%) B BUIIEe Maciia KOPUYHEBOTO IBETA.

®dochunar (196 mr, 0,44 mmonb) cycrieHaupyioT B 1 M CH3CN u oxnaxxmgaroT g0 0°C. Jlo6aBmnstoT iof-
tpumetmicwin (TMSI) (155 mxi, 1,08 Mmonb) u pactBop HarpeBaroT n0 KT. Uepes 45 MuH pacTtBop CHOBa
oxnaxaarot 10 0°C u gobasmnstoT TpudTHiamMuH (1 M, 7,33 Mmmoobp) u 2 Ma MeOH. Pacteop Harpearot no KT u
MePEeMEIINBAIOT B TeUCHHE AOMOTHHUTENBHBIX 20 MHH. PacTBOp KOHIEHTPUPYIOT, TIOABEPTalOT a3e0TPOITHOMY
MepeMemrBaHuio 2X ¢ TOIYOJIOM U TMOMEIIAIOT TI0J] BEICOKHI BakyyM B TedeHue 30 MuH, morydas (1-amuHO-2-
BUHWJIIUKJIONTPOTTHN)-(2-HUTpoOeH3mn)hochuroBoi kucnotel. Kucnmory (124 mr, 0,44 MMOIb) CBS3BIBAIOT C
IpOMEeXyTOoYHbIM TpoaykToM IV (191 mr, 0,29 mmons), HATU (276 mr, 0,73 mMons) 1 NMM (160 Mk, 1,45
MMOJIB), Toirydast coenuneHue 72 (140 mr, 53%) B BuE TBEPIOro BEIISCTBA XKEITOrO IBeTa. JJaHHBIC 'H sIMP-
cnekrpockonmu (300 MI'm, CD;0D): 6 8,30 (d, J =9,5 T'n, 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,35 (d, J =9,3 T'y,
1H), 7,33 (m, 1H), 6,94 (m, 2H), 5,95 (m, 1H), 5,80 (s, 1H), 5,25 (d, J=9,6 'y, 2H), 5,17 (d, J =9,0 I'y, 2H), 4,75
(m, 2H), 4,45 (bs, 1H), 4,20 (s, 2H), 4,05 (s, 3H), 3,40 (m, 2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,15 (m, 1H), 1,62
(m, 6H), 1,38 (d, 6H), 1,05 (s, 9H), nanHbIC 3lp SIMP-cniektpockonuu (121,4 MI'n, CD;0D): 6 40,898.

IIpumep 73. Ilonyuenue coequnenus 73.
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Coenunenne 72 (80 mr, 0,08 mmons) cycnenmupyor B EtOH u mobammsror SnCl, 2H,0 (98 wr, 0,44
MMOJIb). PacTBOp HarpeBaroT J0 KUIICHUS C OOPAaTHBIM XOJIOAWILHUKOM. Uepe3 3 9 HCXOMHBIH MaTepual pacxo-
nyetcs. PacTBop QUIbTPYIOT U KOHIEHTPUPYIOT. CMECh OUHIIAIOT ¢ TOMOIIEI0 BOYKX JIXKHUIICOH C MOTydeHIHEM
73 (20 mr, 53%) B BUIE TBEpIOTO BEILIECTBA >KEeNTOro LBera. J[aHHbIe 'H SAMP-cnektpockomuu (300 MI'1,
CD;OD): 6 8,30 (d, J =9,5 ', 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,35 (d, J =9,3 ', 1H), 7,33 (m, 1H), 6,94 (m,
2H), 5,95 (m, 1H), 5,80 (s, 1H), 5,25 (d, J =9,6 I'u, 2H), 5,17 (d, J =9,0 T'w, 2H), 4,75 (m, 2H), 4,45 (bs, 1H),
4,20 (s, 2H), 4,05 (s, 3H), 3,40 (m, 2H), 2,80 (m, 1H), 2,52 (m, 1H), 2,15 (m, 1H), 1,62 (m, 6H), 1,38 (d, 6H),
1,05 (s, 9H), mannsie *'P SIMP-criektpockoruu (121,4 MI', CD;0D): & 40,898.

[Ipumep 74. IMomyuenue coequHeHUS 74.

wit
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K pactBopy coenunenus IV (96 mr, 0,31 mmons) B CH,Cl, (2,82 M) modasisror DIEA (0,114 mu, 0,652
mmonb) 1 TMSCI (0,083 mur; 0,652 mmois) ipu 0°C. Peakiun mo3Bossitor Harpetbest 10 KT n nepememiBaior B
teuenne 1 4. K cmecu nobasisror pactBop 2-(6pommermm)nupuauna (173 mr, 0,683 mmons) B DIEA (0,054 mu,
0,31 MmMounb). Jannyro peakuuto nepememuBatoT npu KT B Teuenue 2 AHeH, Korja 0TMEYalOT MOJHOE UCIOJIb-
30BaHHE UCXOMHOI0 Marepuaia ¢ momorbo JKX/MC. Peakuuto obpadateiBarot nodasneanem CH,Cl, u HachI-
meHabM BogabiM NH,Cl. Opranndeckuii ciioi cymaT B BAKyyMe M OYHIIAIOT C MCIIOIh30BAHUEM XpOMaTOrpa-
(hum Ha cunmkarese ¢ moaydeHueMm 91 mMr npoaykra B Bue Tpo3padnoro macia. EI MS (m/z) 401,0 [M+H].

PactBop Oemsmn  (18S,2S)-1-((S)-3Toxcu(mupuauH-2-uamMeTn)Gochopri)-2-BHHHIIMKIONPONHIKapOa-
Mata (96 mr, 0,239 mmous) B 2,39 Ma Bogroro 6H HCIl narpesatot npu 70°C B TeueHue 7 4 U MepEMENTNBAIOT
npu KT B Teuenne 12 4. PeakiimoHHyI0 cMech 00padaThIBAOT yAaJeHHEM BCEX JIETYUMX KOMITOHEHTOB M IPOBO-
IAT 0e3 Kakoi-mnbo gampHeler ounctku. EI MS (m/z) 267,3 [MH+].

PactBop (S)-atni ((18S,2S)-1-amMuHO-2 -BHHIIILUKIONPOTIIII)(TUpUIUH-2-uaMe T ) pocdunara (64 mr, 0,24
MMOJIB), KapOoHoBo# kucinoTs! VII (157 mr, 0,24 mmois) B pactBope 1:1 JIM®-CH,Cl, (1,2 M) nepeMennBaoT
¢ HATU (137 wmr, 0,36 mmons) u DIEA (0,168 mut, 0,962 MMoITs) B TeUeHHE 2,5 4, KOT/Ia PEaKIUs 3aBEPIIACTCS.
[ponyxr ounmator xpomatorpadueit Ha cumkarene (EtOAc-EtO Ac/MeOH) ¢ nonyuenuem 82 mr TpeGyemoro
npoaykta. EI MS (m/z) 901,4 [MH+].

PactBop mmxmonmenTman  (S)-1-((2S,4R)-2-(((18S,2S)-1-((S)-s>Toxcu(mupuann-2-uame T )pochopu)-2-
BUHUJIIUKJIONTPOTTHI ) KapOamon )-4-(2-(2-(M30nponuIaMuHO ) THA3051-4 -1T)- 7 -ME TOKCHX HHOJTNH-4-UITOKCH ) T -
ponmuauH-1-un)-3,3-aumeTni- 1 -okco0yran-2-unkapbamara (68 mr, 0,074 mmons) m TMSI (0,053 wmur, 0,371
MMOJIb) TIePEeMEINBaloT B cyxoM aretonutpuie (0,74 mi) B TedeHue 1 4, Korna peakiius 3aBepiiaeTcs, Kak OIl-
penenstor ¢ oMompio JXXX/MC. Peaknmio racar ¢ ucmnonb3oBanrem TEA (0,104 mur, 0,742 MMonb) ¢ mocie-
nyrormuM go6asienrneM MeOH (10 mun). PeaknmoHHyr0 cMech CyInaT Mpu MOHW)KCHHOM JIaBJICHUH U OCTATOK
OUHINAT oOpameHHo-(pa3opoit BOXX (ACN, 0,05% TDA-H,0, 0,05% TDA) c nonyueHuem 42 Mr Tpedyemo-
ro mpoaykTa. JlaHHbIe 'H SAMP-cniektpockonmu (300 MI', CD;OD): 6 8,60 (d, 1H, J=5Tm), 8,44 (t, IH,J=9
I'm), 8,31 (d, 1H,J =9 Tm), 8,17 (s, 1H), 7,98 (d, 1H, J =9 T'n), 7,86 (t, 1H, J =6 I'm), 7,76 (s, 2H), 7,33 (d, 1H, J
=11 I'm), 5,83 (brs, 1H), 5,55 (dt, 1H, J = 9,17 '), 4,98 (d, 1H, J= 17 T'm), 4,78-4,65 (m, 2H), 4,66-4,51 (m,
2H), 4,21-4,07 (m, 3H), 4,05 (s, 3H), 3,54 (d, 1H, J =8 I'm), 3,48 (d, 1H, ] = 6 T'y), 2,87-2,82 (m, 1H), 2,61-2,45
(m, 1H), 2,08-1,94 (m, 1H), 1,70-1,44 (m, 8H), 1,5-1,35 (m, 2H), 1,34 (d, 6H, J = 7 '), 1,08 (s, 9H); nanusIe
3P SIMP-criekrpockoruu (121,4 MI', CD;0D): & 23,5; EI MS (m/z) 873,7 [MH+].

IIpumep 75. Ilonyuenue coequHeHus 75.

K pacrBopy coeaunenns IV (161 wmr, 0,521 mmons) B CH,Cl, (4,7 M) nob6asmstor DIEA (0,190 M, 1,09
mmons) 1 TMSCI (0,139 M, 1,09 mmons) npu 0°C. Peakuun no3sossitor Harpetsest 10 KT u nepemerinBaror B
teuenne 1 4. K cmecn moGasisroT pactBop 3-(6pommern)nupuauHa (290 mr, 1,15 mmons) B DIEA (0,091 Mo,
0,521 mmoms). Jannayto peakiuio nepeMernuBaioT npu KT B Teuenue 3 aHEH, KOTIa ONMPEACTSIOT MOJTHOE pac-
XO0JIOBaHUE UCXOMHBIX MaTepuaioB ¢ momorisio JKX/MC. Peakuuro o6padarteiBatoT nodasnenunem CH,Cl, u Ha-
cermenHoro Bogaoro NH,Cl. Opranndeckuii ciioi CymaT B BAKyyMe H OYHWIIAIOT C HUCIOJIh30BAaHUEM XPOMATO-
rpaduu Ha CHIIMKaresie ¢ mojrydenneM 91 mr npoaykTa B Buae npo3padnoro macia. EI MS (m/z) 401,0 [M+H].

PactBop Oenszun (18S,2S)-1-((S)-aToxcu(mupuana-3-ummMeTiin)Gochopri)-2-BHHIIITUKIONPOIHIKapbama-
ta (41 mr, 0,102 mmons) B arieronutpuie (1,02 mir) oopabarsiBator TMSI (0,073 mu1, 0,512 MMoitb) B TeueHue 2
4 npu KT, xorna peakuus 3aBepmaercs. Peakiuro racsat no6asnennem TEA (0,142 mi, 1,02 mmons) 1 MeOH
(10 M) ¥ ocraTok CymaT M HCHOJNB3YIOT B TOM BHJIE, Kak oH mosydeH. PactBop (S)-((1S,25)-1-amuHo-2-
BUHWJILUKIIONPOIH ) (TUPUANH-3-niMeTHn) pochrHOBOM kucnotsl (24 mr, 0,10 MMoIb), KapOOHOBOI KHCIOTHI
VII (66 wmr, 0,100 mmons), B IM® (1,0 M) nepememmBator ¢ HATU (57 mr, 0,15 mmoins) u DIEA (0,070 mo,
0,403 mmounb) B Teuenue 1 4, Korza peakius 3aBepuraetcs. IIpoaykt oummaror obpamenHo-(pa3oBoii BOXX
(ACN, 0,05% T®A-H,0, 0,05% TDA) ¢ momydenneMm 28 mr tpebyemoro mpoxykra. Jammsie 'H SIMP-
cnekrpockomuu (300 MI', CD;0D): 6 8,89 (s, 1H), 8,61 (d, 1H, J =5 T'm), 8,52 (d, 1H, J=8 I'm), 8,30 (d, 1H,J
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=9Tm), 8,17 (s, 1H), 7,90 (t, 1H, J =6 T'm), 7,76 (s, 2H), 7,32 (d, 1H, J= 10 I'm), 5,80 (br s, 1H), 5,77-5,65 (m,
1H), 5,07 (d, 1H, J =17 '), 4,79 (d, 1H, J = 11 '), 4,71-4,63 (m, 2H), 4,49 (br s, 1H), 4,23-4,09 (m, 3H), 4,05
(s, 3H), 3,46-3,23 (m, 2H), 2,90-2,78 (m, 1H), 2,57-2,46 (m, 1H), 2,07-1,93 (m, 1H), 1,70-1,43 (m, 8H), 1,43-
1,30 (m, 2H), 1,34 (d, 6H, J = 6 T'), 1,03 (s, 9H); naunusie p SAMP-cnekTpockomnuu (121,4 MI'i, CD;0D): &
31,7; EIMS (m/z) 874,0 [MH"].

[Ipumep 76. [Momyuenue coequHeHUS 76.
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K pactBopy coeaunenns IV (228 wmr, 0,737 mmons) B CH,Cl, (6,7 min) no6asmstor DIEA (0,270 M, 1,55
mMmoutb) 1 TMSCI (0,196 mi, 1,55 mmons) ipu 0°C. Peakumu mo3BossiioT HarpeThes 10 KT 1 nmepemMemmnBaoT B
tedenrne | 4. K cmecn n00aBisiioT 2-0poMMeTHII-3-THAPOKCUTTPUINH Tuapoxiopus (436 mr, 1,62 MMoib) B
DIEA (0,128 mur, 0,737 MMoutb). JlaHHYIO pPEaKIfio MepeMEIInBAIOT TP KOMHATHONW TeMIiepaType B TeueHue |
nas 1 po6aBisiroT CH,Cl, n Hackimennsiit Bogubiii NH,Cl. Opranudeckuii ciioi cymar B BaKyyMe U OYHINAOT ¢
HCIIOJIB30BaHUEM XpoMaTorpadui Ha CHiHKareie, moiydas 205 mr (67%) npoaykTa B BUAE IPO3PATHOTO MACIA.
EI MS (m/z) 439,0 [M+H].

PactBop Oensun  (1S,2S)-1-((S)-3TOKCH((3-THIPOKCUITUPUIUH-2-HIT)METHIT)(HOCHOPHIT)-2-BUHHIIILUKIIO-
nponmikap6amara (205 mr, 0,492 mmoine) B aneronutpuie (4,92 min) obpadarsiBator TMSI (0,350 mu, 2,46
MMoub) B Tedenue 2 4 npu KT, korna peakmus 3aBepiuaercs. Peakunto racsar nodasnennem TEA (0,685 mu, 4,92
mMoub) 1 MeOH (10 mur) 1 ocTaTok cymiar ¥ UCTIONIb3YIOT B TOM BHIE, B KOTOPOM OH ITOJTyYEH.

PactBop  (S)-((18S,25)-1-amuno-2-BuHIIIMKIONPONIIT ) ((3-THIPOKCUITUPHINH-2 -1 )METHIT)POCHUHOBOH
kucnoThl (214 mr, 0,328 MMoib), kapooHoBoi kuciotel VII (125 mr, 0,493 mmons) B JIM® (1,5 M) mepemenin-
BaroT ¢ HATU (188 wmr, 0,493 mmons) u DIEA (0,228 mi, 1,30 MMouib) B Tederne 1 9, KoTJa peakius 3aBepiia-
etcs. IlpoaykT ounmarot obpamenHo-¢pazoBoir BOXKX (ACN, 0,05% TPA-H,0, 0,05% TDA) ¢ nomydeHnemMm
54 mr TpeGyemoro npoaykra. Jauneie 'H SIMP-cnekrpockomuu (300 MI'n, CD;OD): & 8,29 (d, 1H, J = 9 T'm),
8,17 (s, 1H), 8,11 (d, 1H, J =8 I'm), 7,82 (d, 1H, J =8 I'y), 7,76 (s, 2H), 7,69-7,61 (m, 1H), 7,31 (d, IH, I =9
I'm), 5,28 (br s, 1H), 5,71 (dt, 1H, J = 10,17 I'y), 5,04 (d, 1H, J = 17 I'm), 4,79-4,63 (m, 2H), 4,50 (br s, 1H),
4,25-4,05 (m, 3H), 4,05 (s, 3H), 3,68 (app t, 1H, I = 15Tm), 3,41 (t, IH, J =16 I'm), 2,95-2,84 (m, 1H), 2,60-2,48
(m, 1H), 2,08-1,97 (m, 1H), 1,70-1,45 (m, 8H), 1,45-1,35 (m, 2H), 1,34 (d, 6H, J = 7 I'y), 1,03 (s, 9H), nanusle
3P SIMP-criekrpockoruu (121,4 MI'i, CD;0D): & 26,7; EI MS (m/z) 889,7 [MH'].

IIpumep 77. Ilonyuenue coequHerus 77.
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PactBop 3-xmop-6-metmmupuanna (220 mr, 1,72 mmois) B kapboTeTpaxiopuze (4 mi) HarpeBaioT ¢ NBS
(284 wmr, 1,60 Mmoip) u 6eHzomnmepokcuaoM (100 mr) B Teuenue 3 mnHed. Peakmuio o6pabaThIBaIOT yaaeHHEM
pacTBopuTeNs U pecycrneHaupoBanueM npoaykra B CH,Cl,. Opranudeckuii ciioil mpoMbIBarOT BoaHbIM 2 H
NaOH (2 x 50 mi) u cymat B Bakyyme, nonydast 170 mMr mpoxykra B Buae npospaynoro macna; EI MS (m/z)
208,0, 210,0 [M+H].

K pactBopy coenunenus IV (102 mr, 0,330 mmoib) B CH,Cl, (3,0 M) mo6asmsror DIEA (0,121 mu, 0,692
MMmoutb) 1 TMSCI (0,088 mi, 0,692 mmoinb) ipu 0°C. Peakiuu mo3BomsttoT HarpeThes 10 KT 1 mepeMenmBaioT B
teuenne 1 4. K cmecu nobasistor 2-(6pommernin)-6-xmoprupuand (102 mr, 0,330 mmons) B DIEA (0,121 wmu,
0,692 mmonb). JanHyro peaknuio nepemenuparot npu KT B TeueHre HOUYM BO BpeMsi 00pabOTKH T00aBICHUEM
CH,Cl, u HaceimenHsM BogabM NH,Cl. Opranndeckuii ciioif cymmaT B BaKyyMe U OUHINAIOT C HCHOJIb30BaHUEM
xpoMmartorpadun Ha cuimkareine, noiydas 140 mr (97%) npoaykra B Buae mpo3paunoro macia. EI MS (m/z)
457,0 [M+Na].

PactBop Oemsun (1S,2S)-1-((S)-((6-xmoprupuanH-2-min)MeTH)(3TokeH)Ppocopuir)-2-BUHHILNKIONPO-
nmkap6amata (118 mr, 0,271 mmons) B anterorutpuite (2,71 mur) oopadareiBaror TMSI (0,193 M, 1,35 MMoub)
B Teuenne 1,5 4 mpu KT, xorma peakmus 3aBepmaercs. Peakmuio racsat mo6asnenneM TEA (0,377 wmu, 2,71
MMoutb) 1 MeOH (10 M) ¥ oCcTaTOK CymiaT W HCIOJB3YIOT B TOM BHJE, B KOTOpoM oH monydeH; EI MS (m/z)
273,1 [MH+].

PactBop (S)-((18S,2S)-1-aMuHO-2-BUHIIIUKIOTPOTIFT )(( 6-XTOPTHUPUINH-2-FIT)METHI)HOCHUHOBON  KH-
ciotsl (74 wmr, 0,271 Mmois), kap6oHoBoii kuciotsl VII (177 mr, 0,271 mmons) B AM® (1,3 mi) nepemenmsa-
1ot ¢ HATU (155 wmr, 0,407 mmone) u DIEA (0,189 mu, 1,09 MMonb) B TeueHue 1 9, KOT/Ia peakius 3aBepIiacT-
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cs. [IpoaykT ounmmarot odpamerno-dazoBoit BIXX (ACN, 0,05% TDA-H,0, 0,05% TDA) c nonyuenuem 37
Mr Tpebyemoro npoaykra. Jauusie 'H SIMP-criextpockommn (300 MI', CD;0D): & 8,29 (d, 1H, J =9 I'u), 8,17
(s, 1H), 7,77-7,65 (m, 3H), 7,43 (dd, 1H, J =2, 8 T'), 7,35-7,27 (m, 2H), 5,92-5,75 (m, 2H), 5,23 (d, 1H, J =17
T'm), 5,01 (d, 1H, J =12 '), 4,75-4,61 (m, 2H), 4,50 (br s, 1H), 4,20-4,08 (m, 3H), 4,05 (s, 3H), 3,53 (dd, 2H, J
= 3,17 I'n), 2,84-2,74 (m, 1H), 2,65-2,53 (m, 1H), 2,16-2,04 (m, 1H), 1,70-1,42 (m, 10 H), 1,34 (d, 6H, J =6
T'w), 1,03 (s, 9H), nanubIe 3p SMP-cnextpockomuu (121,4 MI'u, CD;0D): § 40,7; EI MS (m/z) 907,4 [MH'].

[Tpumep 78. ITomyueHue coequHSHUS 78.
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[Mpumeps! 78-81 nmomyyarot crmocoOoM, aHaJIOTHYHBIM HCIIOIb3YEMOMY JUISl TTOJTydEHUs TpuMmepa 74.

IpoaykT (mpuMep 78) MONYYaiOT B BHE TBEPIOTO BEIIECTBA JKEITOro 1peTa, (48 mr, 15%), nanubie 'H
SAMP-cnexTpockomnuu (300 MI', CD;0D): 8 8,73 (s, 1H), 8,53 (s, 1H), 8,44 (s, 1H) 8,28 (d, J = 9,2 'y, 1H),
8,195 (s, 1H) 7,76 (s, 2H) 7,31 (d, J = 8,811, 1H), 5,84 (m, 2H), 5,20 (m, 1H), 4,99 (m, 1H), 4,71 (m, 2H), 4,48
(bs, 1H), 4,15 (m, 3H), 4,04 (s, 3H), 3,60 (m, 2H), 2,75 (m, 1H), 2,54 (m, 1H), 2,02 (m, 1H), 1,54 (m, 8H) 1,34
(m, 8H), 1,01 (s, 9H), nannsie 3p SAMP-cnexrpockomnuu (121,4 MI'u, CD;0D): 6 38,710, XXX (mpoBomsT B Te-
yeHue 6 MUH, BpeMs ynepxxuBanus = 3,50 mun) MS (875,5, M+1).

[Ipumep 79. IMomyuenue coequaeHNs 79.
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[poxykT (mpumep 79) mosrydaroT B BUAE TBEPIOTO BeIIecTBa kentoro 1eeta (7 mr, 5%).

JNaussie 'H SAMP-cnexTpockomuu (300 MI', CD;0OD): 8 9,00 (s, 1H), 8,82 (s, 2H), 8,29 (d, J = 8,8 I',
1H), 8,18 (s, 1H), 7,75 (s, 2H), 7,32, (d, J = 8,1 T'u, 1H), 5,80 (m, 2H), 5,18 (m, 1H), 4,95 (m, 1H), 4,66 (m, 2H),
4,47 (bs, 1H), 4,18 (m, 3H), 4,05 (s, 3H), 2,77 (m, 1H), 2,49 (m, 1H), 2,06 (m, 1H), 1,50 (m, 8H), 1,34 (m, 8H),
1,01 (s, 9H), wist nposexerns °' P SIMP-CIIEKTPOCKOIINH HEAOCTATOYHO MaTepuana, KX (IIpOBOAT B TedeHHE 6
MHUH, BpeMs yaepkusanus = 3,42 mun). MS (875,5, M+1).

ITpumep 80. ITonyuenue coequnenus 0.

Ipoaykr (mpumep 80) monyyaroT B BUAE TBEPIOro BemlecTBa skenroro nsera (11 mr, 15%), naHHbIe 'H
SIMP-cnexrpockornmu (300 MI'n, CD;0D): 6 8,74 (d, J =4,9T'y, 2H), 8,29 (d, J =9,4 I', 1H), 8,17 (s, 1H), 7,76
(m, 2H), 7,35 (m, 2H) 5,86 (m, 2H), 5,22 (m, 1H), 5,00 (m, 1H), 4,70 (m, 2H), 4,49 (bs, 1H), 4,17 (m, 3H), 4,05
(s, 3H), 3,70 (m, 2H), 2,78 (m, 1H), 2,59 (m, 1H), 2,12 (m, 1H), 1,59 (m,8H), 1,34 (m, 8H), 1,02 (s, 9H), nan-
upie °'P SIMP-criekrpockonuu (121,4 MI', CD;0D): & 37,909, KX (IIpoBOLAT B TeUeHHE 6 MUH, BpeMs yaEp-

x)uBanus = 3,21 muH.). MS (875,6, M+1).
_O. s /)—NH
oy

ITpumep 81. Ilonyuenue coequnenus 1.
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[poaykr (mpumep 81) monyyaroT B BUAE TBEPIOro BemIecTBa kentoro nsera (85 mr, 51%), naHHbIC 'H
SIMP-cniexrpockonmu (300 MI'i, CD;0D): 6 9,02 (s, 1H), 8,65 (d, J =5,2 I'u, 1H), 8,28 (d, J =9,5 T', 1H), §,18
(s, 1H), 7,75 (m, 2H), 7,66, (d, J = 5,0 I', 1H) 7,30 (m, 1H), 5,86 (m, 2H), 5,20 (m, 1H), 5,00 (m, 1H), 4,68 (m,
2H), 4,47 (bs, 1H), 4,17 (m, 3H), 4,05 (s, 3H), 3,57 (m, 2H), 2,78 (m, 1H), 2,56 (m, 1H), 2,08 (m, 1H), 1,60 (m,
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8H), 1,34 (m, 8H), 1,02 (s, 9H), nauusie °'P SIMP-crexrpockomuu (121,4 MI't, CD;0D): & 36,81, KX (mpoBo-
JUIT B TeUeHHe 6 MUH, BpeMs yaepxkuBaHus = 3,21 mun): MS (875,5, M+1).
ITpumep 82. Ilonyuenue coequHeHus 2.
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JlaHHbIC 'H SAMP-cnektpockonmu (300 MI'r, CD;0D) 8,27 (d, J = 9,0 I'u, 1H), 8,20 (s, 1H), 7,76 (s, 2H),
7,31 (b, 1H), 7,221 (b, 1H), 7,00 (b, 1H), 6,93 (m, 1H), 5,95 (m, 1H), 5,80 ((b, 1H), 5,24 (d, J = 17,4 T'u, 1H),
5,07 (d, J = 10,2 T'y, 1H), 4,68 (m,2H), 4,46 (s, 1H), 4,17 (m, 2H), 4,11 (s, 1H), 4,04 (s, 3H), 3,49 (d, 15 I'L,
2H), 2,75 (m, 1H), 2,47 (m, 1H), 2,08 (m, 1H), 1,41-1,62 (m, 8H), 1,34 (d, J = 6,3 'y, 6H), 1,03 (s, 9H), nanubIC
3P SIMP-criekrpockormu (121,4 MI', CD;0D): § 39,122 KX/MC = 879 (M'+1).

IIpumep 83. Ilonyuenue coequneHus 3.
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OypbhypundbpoMu MOTYUaIoT in situ U3 GypypusIoBoro cnupTa ciaeayonmM oopazoM. OyphyputoBbIit
crupt 3,5 M (41 Mmmons) pactBopsroT B 20 Mt cyxoro a¢dupa u oxnaxaarT 1o 0°C. 3arem npu 0°C nobaBisioT
PBr; (1,4 mut, 15,1 MMoutb), pacTBOpeHHBIH B 4 MiI cyxoro 3¢wupa. [Tocie nodaBieHuss pacTBOPY MO3BOJIIOT Ha-
rperbest 1o KT. Tlocne BeinepxuBanns npu KT B Tedenue 45 mun pactBop oxnaxaaioT 10 0°C u nodasistor 12
i 50% Boanblit pactBopa KOH. 3arem cinoit a¢upa pekaHTUPYIOT B CyXyro KoiOy u xpanst npu -20°C Han
tBepabiM KOH. B otnenbHoit k0116e pactBopsitor 392 mr (1,27 mmouns) coenunenus IV B 5,0 mur cyxoro DCM.
Job6asistor 465 mxi (2,67 mmois) DIEA u 339 mxi (2,67 mmons) TMSCI, cOOTBETCTBEHHO, M 3aTEM PEAKIIHIO
nepememnuBaroT npu KT B TeueHune 5 MuH. 3aTeM T00aBISIFOT, COOTBETCTBEHHO, 465 MK (2,67 mmoinb) DIEA u
1,7 M pactBopa 3upa B 06pa3oBaHHBIN in Situ BEIICYNOMSIHYTHIH Qypdypuindpomun. Peakiinio HarpeBaroT 10
40°C u mo3BousA0T el mpotekats npu 40°C B TeueHHe HOYM. 3aTeM PEAKIHIO Pa3BOMAT ATHIANETATOM W KOH-
neHTpupytot s ynaneaus DCM. 3atem opranmdeckyio $asy mpomeiBator 1X mac./1,0 M TUMOHHO# KHCIO-
To#, 2X mac./Bojoi u 1X Mac./coneBbM pacTtBopoM. Opranndeckyio ¢a3y cymar Hag MgSO,. KonneHntpupo-
BaHHEe QUIbTpaTa mocie ynanenns MgSO, BakyyMHOH (QIIIBTpaIel JaeT Macjio OpaHKeBOTo I[BETa, U3 KOTO-
pOTO MPOAYKT 7 BBIIEISIIOT KOJIOHOUHOM XpoMaTtorpadueit (SiO,, 3:1 - sTrnaneTar:rekcan) B BUJIE MPO3PaIHOTO
Mmacna (160 mr, 32% B IBYX CTaausX), TaHHBIC 'H SAAMP-cnekrpockonuu (300 MI'u, CDCly) 7,33 (s, SH), 6,31
(m, 2H), 6,00 (m, 1H), 5,30 (m, 2H), 5,04 (m, 4H), 4,10 (m, 2H), 3,35 (m, 2H), 1,96 (m, 2H)), 1,80 (m, 1H),
1,60 (m, 1H), 1,303 (m, 3H), nannabie 3lp SIMP-cnektpockonuu (121,4 MI'n, CDCls): 6 44,879, 41,575. XX/MC
=390 (M'+1).

PactBop nosrydenHoro Bolme Gocdunara (103 mr, 0,308 mmons) B ACN (7,7 mur) oxnaxaaror g0 0°C u o
KarsM o6asisiror TMSI (220 miit, 1,54 Mmmons). Peaknuto Harpesarot o KT u mepememmusarot npu KT B Te-
yenne | 4. Peakiuro cHoBa oxiaxaarot g0 0°C u mo KamisiM no0aBistioT 2,6-mytuaud (360 Mk, 3,1 MMOIB).
ITocne atoro cnenyet nodasnenne Et;N (1 mut, 7,2 mmons) 1 MeOH (4 mu). 3aTeM peakiyio KOHIIEHTPUPYIOT B
BaKyyMe M HEOUHIICHHBIH MPOAYKT HEITOCPEICTBEHHO UCIIOIB3YIOT B CICAYIOMIEH pEeaKIiu.

Heounmennslii octaTok, momydeHusid Ha craguu 1, HATU (190 mr, 0,5 mmouns), munentun VII (130 mr,
0,2 mmoip) u H-MetunmopdonuH (110 Mk, 1,0 Mmmois) pactopsrot B 2 Mia IM® u nepememmuBatot npu KT B
TedeHre HOYM. HeoumnimeHHyo peakimOHHYI0 CMeCh 3aTeM OYHWIIAIT oOparneHHo-(pa3zoBoit BOXX, Hemocpen-
cTBeHHO monydas 60 Mr coemmmenus 83 (60 mr, 34%) Hanmste 'H SIMP-crextpockomun (300 MI't, CD;0D)
8,82 (s, 1H), 8,26 (d, J = 9,6 I'y, 1H), 8,20 (s, 1H), 7,75 (s, 2H), 7,35 (s, 1H), 7,29 (dd, J =2,1, 9,3 'y, 1H), 6,30
(m, 2H), 5,95 (m, 1H), 5,80 (b, 1H), 5,24 (d, J = 11,4 T'u, 1H), 5,07 (d, J = 12 ', 1H), 4,65 (m, 2H), 4,45 (s,
1H), 4,17 (m,-2H), 4,11 (s, 1H), 4,04 (s, 3H), 3,35 (m, 2H), 2,80 (m, 1H), 2,50 (m, 1H), 2,10 (m, 1H), 1,41-1,78
(m, 8H), 1,34 (d, T = 6,3 I'u, 6H), 1,04 (S5 9H), mannsie °'P SIMP-cnextpockomuu (121,4 MI', CD;0D): &
40,029 KX/MC = 863 (M'+1).

AO\
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IIpumep 84. Ilonyuenue coequneHus 84.
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Ipomesxyrounsrit mpoaykT IV (360 mr, 1,2 Mmmois) pactBopstoT B 5,0 Mt cyxoro DCM. IocnemoBarenbHO
nobasnsitor DIEA (418 mx, 2,4 mmons) i 343 Mxi (2,4 mmosib) TMSCI u 3ateM peaknuio epeMenInBaoT IpH
KT B teuenue 5 muH. 3arem nobGamisior eme DIEA (418 mkm, 2,4 mmons) u 343 mka (2,4 MMonb) 5-
(tpudropmernn)pypdpyprmndpomua, coorBeTcTBeHHO. Peakinio HarpeBaioT 10 40°C U MO3BOJISIOT IEPEMEIIIH-
Bathcs npu 40°C B TeueHUEe HOYHU. 3aTEM PEAKIMIO Pa3BOJAT ITHIIAIETATOM W KOHIICHTPUPYIOT IS YAAJICHUS
DCM. 3arem opranmueckyto (azy npomeiBatoT 1X Hacemi. NHyCl, 2X Bogoii u IX mac./colieBbIM pacTBOPOM.
Opranndeckyro (azy cymart wHag MgSO,. KonnentpupoBanue ¢uiabTpata mocie oTGuiIbTpoBbiBanus MgSO,
JTaeT MAacJIO OPAHXKEBOTO IIBETA, U3 KOTOPOTO MPOAYKT BBIICISIOT KOJIOHOYHOM XpoMaTorpadueii (SiO,, YUCTHIH
STHIIALETaT) B BUJIE npo3payHoro Macia (313 mr, 56%). CHsTue 3ammThl ¥ cBsi3biBanue ¢ aunentuaom VII naer
coeuuenne 84. Jlanusie 'H SIMP-ciekrpockomuu (300 MI'i, CD;OD): 8,27 (d, J = 8,7 ', 1H), 8,20 (s, 1H),
7,75 (s, 2H), 7,35 (s, 1H), 7,29 (d, J = 2,1, 9,3 I'y, 1H), 6,86 (b, 1H), 6,48 (b, 1H), 5,90 (b, 1H), 5,79 (b, 1H),
5,25(d,J=17,4Tu, 1H), 5,07 (d,J = 10,8 I'u, 1H), 4,67 (m, 2H), 4,45 (s, 1H), 4,16, (m, 2H), 4,11 (s, 1H), 4,04
(s, 3H), 3,43 (m, 2H), 2,80 (m, 1H), 2,50 (m, 1H), 2,10 (m, 1H), 1,62-1,33 (m, 8H), 1,34 (d, J = 6,3 I'u, 6H),
1,04 (s, 9H), mannsie *'P SIMP-criektpockoruu (121,4 MI', CD;0D): 8 36,68 XKX/MC = 931 (M*+1).

[Ipumep 85. [Momyuenue coequaeHNs 85.
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K pactBopy 5-metmn-1H-nmpazona (5 1, 61,05 mmons) B CH3CN (50 mur) mpu 0°C mo0aBisitoT JU-TpeT-
oyrunaukapoonar (16 r, 73,26 mmoins) u DMAP (740 wmr, 6,10 mmoins). Peakumonnyro cmeck Harpesarot 10 KT
W TIepeMemnBaioT B TeueHue 2 4. Peaknmonnyro cmech pazBoaar EtOAc (30 mi) u mpomsiBaror 1H HCI (2 x 30
wut). Opranmdeckuii ciioil mpomsiBaroT HackeHHBIM NaHCO; (30 mut) u coneBbiM pactBopoM (30 mir), cymar
Na,SO,; ¥ KOHIEHTPUPYIOT A0 NOIydeHHs 8,7 T TPeT-OyTHIOBOrO 3dHpa S-METHINHUpPa3oi-1-kapOOHOBOH KH-
CJIOTHI B BUJIE HEOUUIL[EHHOTO MPOIYKTA.

K pactBopy Tper-0yTHiioBoro adupa S-mermimnupason-1-kapoonosoii kucinotsl B CCly (40 mir) nobapisror
NBS (3,3 1, 18,5 Mmoinp) u 6enzomtmepokcun (450 mr, 1,86 MMoub). PeakiimoHHyI0 cMeCch HAarpeBaroT 10 KHUIle-
HUS ¢ OOpAaTHBIM XOJOIMIBHUKOM B TeueHue 4 4 u oxyaxaaroT 10 KT. HepactBopuMebrii MaTepran oTQUILTPO-
BBIBAIOT M pacTBOp pa3BomsiT EtOAc. OpraHndeckne KOMIIOHEHTHI MpoMbIBatoT HackmeHHBIM NaHCO; n H,0,
cymat Na,SO4 ¥ KOHIIEHTPUPYIOT. HeodnimeHHbI MPOIyKT OYHIIAIOT KOMOMIKCTIpecc-XxpoMarorpaduei, momy-
gas 1,67 r TpeT-OyTrioBoro s¢upa 5S-OpoMmeTHInIHpa3oi- 1 -kapOoHOBOH KHCIOTHI C BEIX0AOM 52%.

[Ipomexyrounsrit mpoaykt IV (800 mr, 2,56 mmons) pactopstor B CH,Cl, (30 M) m oxmaxknatot 1o 0°C.
Jobasmsttor muuzonponmmTiiiaMuH (1 mit, 5,36 MMOITh) M IepeMEeNINBaloT B Te4eHue 15 MuH.

Xnoprpumermicwian (0,8 mi, 5,36 MMoJb) DOOABISIOT MO KarusiM. PeakIMOHHYI0 CMeCh HarpeBaroT JI0
KT u nepememmBator B Teuenue | 4. J[00aBisroT TBepIbIi TPET-OyTHIOBBIH 3¢up S-OpoMMmeTmimupason-1-
kapOoHOoBoH kucaoThl (1,67 T, 6,4 MMoONb) U peaknuio HarpeBatoT 10 45°C B TeyeHume HOYM. PeakinoHHYIO
cMmech oxnaxaarotr 1o KT, passomst CH,Cly, npomeiBarot BogusiM NH,Cl, cymar Na,SO4 ¥ KOHICHTPHPYIOT.
HeounrieHHbIH POAYKT OYHMIIAIOT KOMOMIKCIpecc-Xxpomarorpadueii, momydas 682 mr gocduHara ¢ BEIXOJIOM
55%.

K pactBopy docdunara (682 mr, 1,4 mmonb) B CH3;CN (2 M) ipu 0°C 1o6aBisioT HOAOTPUMETHIICHIIAH
(1,0 mu1, 7 Mmoub). Peakimonnyto cmech HarpeBaioT 10 KT u nepeMenuBaroT B TedueHue 30 muH. J100aBisioT
JIOTIOTHATEIIFHOE KOJMIeCTBO HomoTpuMeTmicunana (1 M, 7 MMoIb) U iepeMemuBaroT B Teaenne 30 muH. Jo-
GasisiroT 2,6-mytuaud (0,8 M) m MeOH (1,6 M), mepememuBaioT B TedeHre 20 MUH, KOHIIEHTPUPYIOT B Ba-
KyyMe U cymar B TeueHne 20 MHUH ¢ moiydyeHneM aMmuHa. CBsI3BIBaHHE C IIPOMEXYTOYHBIM TpoxykroMm VII maer
docdunosyro kuciory 85. Hauusie 'H SIMP-cniekrpockommu (300 MI'n, CD;0D): & 8,30 (d, J = 7.8 I', 1H),
8,17 (s, 1H) 7,76 (s, 2H), 7,61 (m, 4H), 7,61 (s, 1H), 7,34 (d, ] = 9,3 I';, 1H), 6,37 (s, 1H), 5,82 (m, 2H), 5,22 (d,
J=17,7Tn, 1H), 5,00 (d, J = 11,1 ', 1H), 4,68 (m, 3H), 4,49 (s, 1H), 4,16 (m, 2H), 4,05 (m, 3H), 3,35 (m, 2H),
2,79 (m, 1H), 2,51 (m, 1H), 2,09 (m, 1H), 1,63-1,48 (m, 8H), 1,34 (m, 6H), 1,02 (s, 9H), XKX/MC = 863,12
(M'+1).
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ITpumep 86. Ilonyuenue coequneHus 6.
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Cramus 1. K pactBopy OeH3mi (1S,ZS)-1—(3T0KCI/I(0Kca3on—2—HnMeTHn)d)ocq)opHn)Q-BHHHnunKnonpoan-
kapOamara (170 mr, 0,44 mmons) B CH3CN mpu 0°C mobasmsroT ogorpumeruicmian (0,31 i, 2,18 MMoub).
Peakmonnyto cmech HarpesatoT 1o KT, nepememmBaror B Teuenne 1 4 n oxnaxkaatot no 0°C. lobasmsiot 2,6-
nytuaud (0,51 mn) ¢ mocnenyromum nobasineauem MeOH (0,5 mir) u HarpeBaroT 10 KT. CMech KOHIIECHTPUPYIOT
M CyIIaT 10JT BAKYYMOM, MOJIy4ast Tpe0yeMyto aMUHO(POCHHUHOBYIO KUCIIOTY B BHJIE HEOUNIIIEHHOTO POIYKTa.

Cranus 2. [Ipomexyrounsiid npoxykr VII (142 wmr, 0,22 mmons) 1 aMHHO(DOCHHUHOBYIO KHCIIOTY, IOJY-
yeHHyro Ha craauu 1 (0,44 mmons) pactBopstor B IM® (2 mi). Jobasmstor HATU (166 wmr, 0,44 mMoie) U
NMM (0,07 mi, 0,65 mmonb) u cmech nepememuBaroT npu KT B Teuenne Houn. Peaknuto passogst CH,Cl, u
npomeiBatoT 5% LiCl (2x). Oprannueckuii cnoii npomsiBatoT HackieHHbIM NaHCO;, cymat Na,SO, 1 KoHIIeH-
TprpyroT. HeodHImeHH b1 IPOAYKT 04HImAaoT ¢ momombio BIXKX, monydas 83, Mr coenunerns 86. Jlanusie 'H
SAMP-cnekrpockonuu (300 MI'u, CD;0D): & 8,28 (d, J = 9,3 ', 1H), 8,17 (s, 1H), 7,96 (s, 1H), 7,77 (s, 2H),
7,30 (dd, J = 2,4, 9,0 I', 1H), 7,07 (s, 1H), 5,97 (m, 1H), 5,79 (brs, 1H), 5,23 (d, J = 17,7 I'n, 1H), 5,06 (d, J =
11,7 T'a, 1H), 4,65 (m, 2H), 4,46 (brs, 1H), 4,15 (m, 3H), 3,97 (s, 3H), 3,6 (d, 2H), 2,80 (m, 1H), 2,45 (m, 1H),
2,12 (m, 1H), 1,4-1,7 (m, 10H), 1,34 (d, J = 6,3 I't, 6H), 0,95- 1,15 (brs, 9H); nanusIe 3lp SMP-CTIEeKTpOCKOTIH
(121,4 MI', CD;0D): & 36,884; JKX/MC = 864 (M'+1).

[Ipumep 87. IMomyuenue coequaeHus 87.
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B xo:16y BHOCsT 1,1 Mit (10,2 MMOIIB) CBEXeEINEepEerHaHHOTO 2,5—,HI/IMCTI/IJITI/Ia3OJIa u 25 ma cyxoro TT'®. K
JTAHHOW CMECH 3aTeM 10 KaruisiM 100aBisttoT 4,6 mi (2,8 Mmois) 2,2 M nBuli u peakuuio nepeMenmmBaioT MpH -
78°C B Teuenue 30 muH. [Ipomexyrounyro ¢ochoroByro kucioty 1V (nmomyuennyro u3 1,1 r coenunenus 111,
3,4 mMmoitb) pactBopsroT B 20 mut cyxoro TT'® u mo0aBistoT MO KaIuisiM K aHKOHHOMY PacTBOPY JIMTHA B 2,5-
TUMETHIITHA30I1e, oOpazoBaHHOMY in situ mpu -78°C. Yepes 30 MuH. peaknuro racsat npu -78°C mobaBieHneM
Hacei. NHyCl (Bogn.). Opranudeckyro ¢a3y passogsat EtOAc u npomsiBator Hacei. NH,Cl (BogH.) 1 coire-
BBIM pactBopoM. Opranmdeckyto a3y cymar Hag MgSO,. KornentpupoBanue GuibTpaTa, MOJTYyICHHOTO TOCIIe
ymanennss MgSO, BakyyMHOW (UIBTpanneil JaeT Maciio OpaH)KeBOTO IIBETAa, U3 KOTOPOTO MPOIYKT BBIICISIOT
KOJIOHOYHOW Xxpomarorpadueit (Si02,3:1 - sTunanerat:rekcad) B Buje rmpo3paunoro macna (220 mr, 15% B aByx
CTaIMsIX), TaHHBIC 'H SIMP-cniektpockonuu (300 MI'n, CDCls): & 7,33 (s, SH), 6,64 (d, 1H), 5,80 (dt, J = 9,9,
17,1 T, 1H), 5,18 (b, 4H), 4,10 (m, 2H), 3,60 (m, 2H), 2,0 (m,1H), 1,80 (m, 2H), 1,20 (m, 3H), naxube *'P
SAMP-cniekrpockormm (121,4 MI', CDCl3): 6 44,952, 41,135. XKX/MC =421 (M++1).

CHsATHE 3aIUTHI U CBSI3BIBAHHE, KaK OMKCAHO BHIIIE, NAeT coeAnHeHue 87 (BBIX0X = 65 Mr, 66%), NaHHEIC
'"H SIMP-cniextpockorun (300 MI', CD;0D), 8,28 (d, J = 9,6 I'ni, 1H), 8,27 (s, 1H), 7,77 (s, 2H), 7,45 (s, 1H),
7,31 (dd, J = 2,1, 9,3 I'y, 1H), 5,84 (br, 1H), 5,70 (m, 1H), 5,12 (d, J = 11,4 I'u, 1H), 4,83 (d, 1H), 4,69 (m, 2H),
4,51 (s, 1H), 4,17 (m, 2H), 4,08 (s, 1H), 4,04 (s, 3H), 3,80 (m, 2H), 2,84 (dd, J = 7,2, 14,1 I'y, 1H), 2,45 (m, 4H),
1,41-1,78 (m, 8H), 1,34 (d, J = 6,3 I'u, 6H), 1,04 (s, 9H), nanHbIc 3lp SMP-cnextpockonuu (121,4 M,
CD;0D): § 26,015. XKX/MC = 894 (M'+1).

ITpumep 88. Ilonyuenue coequHeHus &8.

O AN
oy

o
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A, IL’OH

T Y E

PactBop dhocdonosoit kucnoter IV (501,3 mr, 1,62 MMons), ocHoBaHue Xanura (680 Mk, 3,90 MMoIb) U
xyoptpumeTmiicuian (460 mxi, 3,62 mmons) B CH,Cl, (8 mur) mepememmuBatot ipu KT B Teuenue 20 mun. Pac-
TBOp 4-(xsopmertnin)-2-Mermntrazona (510 mr, 2,77 mmonb), TerpabyTwiaMmMmoHuitiionuaa (598,4 wmr, 1,620
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MMoJib) U ocHoBanne Xanwura (530 mki, 3,04 mmons) B CH,Cl, (1,5 M) goGasinsttot depes kanroo mpu KT.
ITomyuennsiil B pe3ynpTate pactBop nepememunatoT npu 40°C B Teuenue 4,5 quei u oxnaxnaatotr 10 KT. Pac-
TBOP KOHIICHTPUPYIOT M OCTAaTOK pacTBOpsIOT B atmiarietare (30 mur). Opranndeckuit cioir mpomsiBator H,O
(x2) n BomHBIH ci0it sKcTparupytoT stunaneratoM (30 mur). Opranndeckue dpakuuu cymar (MgSOy4) 1 KOHIIEeH-
TpupyioT. OCTaTOK OYMIIAIOT KOMOMIKCIIPECC-KOJIOHOUYHONW XpoMaTorpadueid, NCTIONb3ys TeKCaH:3TUIAeTaT B
KAuecTBE SIIOCHTA C monmydenneM (ochunara (449 mr, 66%), mamusie 'H SIMP-cniexrpockommu (300 MI'n,
CDCly): 6 7,35 (s, 2,15H), 7,33 (s, 2,85H), 7,03 (d, J=3,3 T'u, 43H), 6,94 (d, 3,9 T'u, .57H), 6,72 (s, 57H), 6,60 (s,
0,43 H), 6,04 (m, 1H), 5,71 (s, 1H), 5,40-5,34 (d, J = 17,1 I'n, 1H), 5,29 (s, 2H), 5,10 (m, 3H), 4,76-4,73 (d, J =
10,2 I'u, 1H), 4,20 (m, 2H), 3,55 (m, 2H), 3,32 (m, 2H), 2,67 (s, 3H), 2,27 (m, 2H), 1,71 (m, 4H), 1,23 (m, 3H),
1,13 (m, 1H), 0,93 (m, 1H), nannsie 3lp SAMP-cnexTpockomnuu (121,4 MI', CD;0D): 6 48,382, 47,151, 44,628,
43,811.
[Tpumep 89. IMomyuenue coequaenus 89.

0.

EPSASIRS

Hcnone3ytor crmocob, Oiam3Kkuii kK onrncaHHoMy B mpuMmepe 7 (apyroit ¢ypan). Bexon = 230 mr (40%),
nauubie 'H SIMP-cniextpockonuu (300 MI'i, CDCls) 7,33 (s, SH), 6,41 (d, 1H), 6,00 (m, 1H), 5,30 (m, 1H), 5,08
(m, 3H), 4,05 (m, 2H), 2,96 (m, 2H), 2,08 (m, 1H)), 1,77 (m, 1H), 1,46 (m, 1H), 1,21 (m, 3H), nauusie *'P SIMP-
crexrpockormuu (121,4 MI'n, CDCls) § 45,73, 42,55. XKX/MC = 390 (M'+1), nannsie 'H SIMP-criekTpocKonuu
(300 MI'i, CD;0OD) 8,27 (d, J = 9,3 I', 1H), 8,19 (s, 1H), 7,75 (s, 2H), 7,42 (m, 1H), 7,30 (m, 1H), 6,46 (s, 1H),
5,95 (m, 1H), 5,80 ((b, 1H), 5,24 (d, J = 17,1 T'u, 1H), 5,06 (d, J = 10,2 T'u, 1H), 4,67 (m, 2H), 4,45 (s, 1H), 4,17
(m, 2H), 4,11 (s, 1H), 4,04 (s, 3H), 3,06 (d, 15 T'u, 2H), 2,77 (m, 1H), 2,45 (m, 1H), 2,07 (m, 1H), 1,41-1,78 (m,
8H), 1,34 (d, J = 6,3 ', 6H), 1,04 (s, 9H), nanusle 3lp SAMP-cnekrpockonmu (121,4 MI'n, CD;0D) 6 41,17.
KX/MC =863 (M'+1).

IIpumep 90. ITonyuenue coequnenus 90.

B xon6y BHOCsT 13,0 M cyxoro a¢upa u 2,95 ma 2,2 M HBuLi B rekcane. Cmech oxnaxnarotr 10 -78°C.
3areM 100aBISIOT CBEXETEperHaHHBIH OpoMTHazon 587 MK (6,5 MMOJb) M PEakuuIo MEpeMENINBAIOT HpH -
78°C B Teuenue 20 muH. [Ipomexyrounyro ¢ochornoByro kucioty 1V (nmomyuennyro u3 1,0 r coenunenus 111,
3,1 mmoib) pactBopstoT B 13,0 M TI'® u 3aTtem 100aBISIOT MO KaruiiM K aHUOHHOMY pacTBopy mnpu -78°C.
Yepes 20 mun peaknuto racart npu -78°C gobasneruem Hacwi. NH,Cl (BoaH.). Opranudeckyto a3y pa3BomsT
EtOAc n npomeiBaroT Hack. NH,4Cl (BogH.) 1 coneBbIM pacTBopoM. Opranudeckyto ¢asy cymat Hag MgSOy,.
KonnentpupoBanue ¢uibTpaTta mocie ynamrenne MgSO, BakyyMHOW (QHIIbTpaMe MaeT Maciio OpaHXeBOTO
1IBETa, U3 KOTOPOTO MPOAYKT BBIIEISAIOT KOJIOHOYHOU Xpomartorpadueii (SiO,, Hepa3OaBIeHHBIA dTHIIAIETAT) B
BHJIC TIPO3padHOro Macna (450 mr, 37% B aByx cramusx), naunsie 'H SMP-crnexrpockomun (300 MI'n, CDCI5):
6 8,07 (s, 1H), 7,667 (s, 1H), 7,33 (s, 5H), 6,20-5,90 (m, 1H), 5,82 (s, 1H), 5,55 (d, J = 38,1 I'u, 1H), 5,20 (m,
1H), 5,06 (m, 3H), 4,24 (m, 2H), 2,05 (m, 1H), 1,96-1,70 (m, 2H), 1,52 (m, 1H), 1,303 (m, 3H), nauusie *'P
SMP-cniexrpockoruu (121,4 MI', CDCl5): & 28,845, 26,156. XKX/MC = 393 (M'+1), 415 (M'+Na).

PactBop monmyuenHoro Beime gochunara (300 mr, 0,77 mmons) B ACN (6,5 M) oxnaxmarot g0 0°C u mo
KarsiM 1ooasisitor TMSI (764 Mk, 5,4 mMons). Peakuunto Harpesatot 1o KT u nepemermBator B TeueHue 1 4.
Peakuuio cHoBa oxnaxkaarot 1o 0°C u 1o kamsiM 100aBisttoT 2,6-nytuauH (897 M, 2,6 Mmois). [Tocne atoro
cienyet nobasnenne Et;N (2,7 mu, 19,3 mmoins) 1 MeOH (8 mur). 3aTeM peaknnio KOHIEHTPUPYIOT B BaKyyMe H
B HEOUMILECHHOM BHJI¢ HETIOCPEJCTBEHHO HCIIOJB3YIOT B cieayromer peakiuu. PactBop mumentuma VII (150
mr, 0,23 mmons) B TT'® (4 mi) oxmaxaatot 10 -30°C. E;N (81 Mk, 0,58 MMoIb) 1O0aBISIOT K JAHHOMY pac-
TBOpY ¢ mocienyrommmM nodasieanm CICO,Et (44 mki, 0,46 MMonb). Peakmuio mepeMemmBaroT mpu TeMIiepa-
type ot -20°C nmo -30°C B Teuenue 30 MuH.

PactBop HeouHmmeHHOTO MPOAyKTa, mosrydeHHoro Ha ctaauu 1, B CH,Cl, (2 M) mo kamism 100aBisiioT
mpu -30°C u peakmuro HarpeBaioT 10 KT u mepememuBatoT B TedeHue 2 4. Peakmmro racar qo0aBicHHEM Ha-
cerml. NH,4Cl (Boan.). Opranmdeckyto da3zy pazBousat EtOAc u skcrparupyrot Haceim. NH4Cl (Bogn.), H,O u
COJIEBBIM pPacTBOpOM. 3areM opraHwdeckyio (azy cymart Hag Na,SO, KOTOPBIH 3aTeM yNasIOT BaKyyMHOMN
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¢unbTpanueil. PuibTpaT KOHUEHTPUPYIOT B BakyyMe B octaTtok pactBopstorT B MeOH (1,5 min). Coenunenue 90
BBIJICTSIFOT W3aHHOTO pacTBopa oOpamieHHO-(azoBoit BOXXX B Buae TBepmoro BemiecTsa »enToro nsera (82
mr, 41%), nannere 'H SAMP-cniekTpockomnuu (300 MI', CD;0D): & 8,25 (m, 2H), 8,20 (m, 2H), 8,02 (s, 1H),
7,75 (s, 2H), 7,39 (d, J = 8,7 I'y, 1H), 5,97 (b, 2H), 5,77 (b, 1H), 5,06 (d, J = 11,4 T'u, 1H), 4,63, (m, 2H), 4,44
(s, 1H), 4,17 (m, 2H), 4,08 (s, 1H), 4,04 (s, 3H), 2,75 (b, 1H), 2,57 (b, 1H), 2,10 (b, 1H), 1,7-1,5 (b, 8H), 1,34 (d,
J=6,3T'u, 6H), 1,04 (s, 9H), nannsie 3lp SAMP-cnekrpockoruu (121,4 MI'n, CD;CN) o 18,28. XKX/MC = 866

(M™+1).
@gf Y-

[Ipumep 91. IMomyuenue coequaenns 91.
H n,oH

P

[(1-EeH3Hn0Kc1/1Kap60HHnaMHHo-2—BI/IHI/IH-um(nonpoHHH)—aTOKcn—(bocquonn]-chyCHy}o KHUCIIOTY, TIOJTY-
geHHy1o B mpumepe 11 (290 mr, 0,79 mmons), cycienaupytotr B 4 it IM®. Jlo6asmsror HATU (901 wmr, 2,37
MMoOJIb), MeTriamMuH (133 mr, 1,97 mmons) ¢ mocnenyromuMm nqobasiearnem NMM (781 Mk, 7,11 mmons). Yepes
2 4 peakIuio KOHIEHTPUPYIOT U pacupenenstor Mexny EtOAc u H,O. Boanslii cioit sxctparupyrot 3x EtOAc.
Opranndeckuii cioit cymat Hag MgSO,, UIBTPYIOT B KOHIIGHTPUPYIOT. Matepurai, Macio KOPUIHEBOTO IIBETa
(264 mr, 88%), HCTIONB3YIOT B HEOUHIIICHHOM BHJIC.

Ocratok cycneHaupyioT B 1 M CH3CN u oxnaxnator no 0°C. Jlo6asisttor doarpumeTmiicrtm (TMST)
(187wmx, 1,31 mmons) u pactBop HarpeBatoT 10 KT. Uepes 45 muH pactBop cHoBa oxinaxkaatoT 10 0°C u no6as-
mstroT TpusTHiIaMuH (1 M1, 7,33 MmMons) u 2 Mt MeOH. PactBop HarpeBatot o KT u mepememnBaroT B TedyeHne
JIOTTOTHUTENRHBIX 20 MUH. PacTBOp KOHIIEHTPHPYIOT, HOABEPTalOT a3€0TPOITHOMY IIEPEMEIIHBAHUIO 2X C TOIYO-
JIOM ¥ MOMEILAIOT MOJ BBICOKMI BakyyM B TeueHHe 30 MuH. CBsSI3bIBaHUE C MIPOMEXKYTOUHBIM IpoaykroM VII
JaeT coenuHenue 91 B Buje TBEPAOIO BEIIECTBA KENTOro 1BeTa. JlaHHbIE 'H SIMP-cnektpockonuu (300 MI'w,
CD;0D): 6 8,23 (d, J =9,5 I', 1H), 8,20 (s, 1H), 7,79 (s, 2H), 7,33 (d, J = 8,8 'y, 1H), 5,95 (m, 1H), 5,78 (s,
1H), 5,22 (d, J = 9,6 I'y, 2H), 5,13 (d, J = 9,0 T'u, 2H), 4,63 (m, 2H), 4,45 (bs, 1H), 4,20 (m, 3H), 4,05 (s, 3H),
3,22 (m, 1H), 3,20 (d, 1H), 3,18 (s, 1H), 2,80 (m, 1H), 2,78 (s, 3H), 2,45 (m, 1H), 2,15 (m, 1H), 1,62 (m, 2H),
1,50 (m, 6H), 1,38 (d, 6H), 1,05 (s, 9H), nanHsIe 3p SAMP-cniektpockonuu (121,4 MI'n, CD;0OD): 6 36,642.

IIpumep 92. Ilonyuenue coequHeHus 92.

\ 7~

P:o

Q
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Cramus 1. JlunenTumaHoe coeuHeHne (co CHATOH 3amuToil Boc y mpomexxyrounoro mpoaykra XII) (2,86
r, 4,27 MMOJb) U 2-TpeT-0yTOKCHKapOOHMIaMIHO-3 -THAPOKCHUMACIsTHYI0 Kucnoty (958 wmr, 4,37 MMoins) pac-
tBOpsitoT B IM® (18 mum) m oxmmaxnaator o 0°C. IMocnenoparensho mobarmstor TEA (1,09 mn, 8,54 mmous),
HOBT (634 wr, 4,7 mmons) u EDCI (1,7 r). Peakumonnyto cMmech nepemenmsatoT npu 0°C B Teuenue 1 4 u Ha-
rpeBatoT 10 KT B Teuenne Houn. Peakimonnyio cmech racat H,O u axctparupyiot EtOAc (2 x). Opranudeckui
cioit mpomeiatoT 5% LiCl, nacemmennsiv NH4Cl u coneBbiM pactBopom, cymart Na,SO4 ¥ KOHIEHTPHPYIOT.
HeounmieHHbIH TPOAYKT OYHMIIAIOT KOMOMAKCIIpecc-xpomarorpadueii, nomyyas 2,21 Tpunentuna ¢ BBIXOJOM
62%. Jlannsie °'P SIMP-crexktpockormu (121,4 MI'm, CDCly: & 46,4, 43,9. )KX/MC = 836,0 (M'+1), 856,0
(M'+Na).

Cranus 2. Criupt, noxy4eHHbdd Ha ctaauu 1 (2,06 T, 2,5 MMoib) U IeHT-4-eHOBYIO KucioTy (0,64 mi, 6,25
MMoutb) pactBopsitor B CH,Cl, (18,75 M)/ IM® (6,25 mur). ITocnenoBarensHo mob6asmsior EDCI (1,8 T, 9,38
MMoutb) 1 DMAP (92 wmr, 0,75 MMoinb). Peakniionnyro cmech nepememnBatot pyu KT B TedeHue 7 94 1 KOHIICH-
Tpupyiot. Peaknmonnyto cmech pazoniat H,O u sxcrparupyior EtOAc (2x). Opranndeckuii cIoi NpOMBIBAIOT
5% LiCl u coneBsM pacTBOpoM, cymaT Na,SO4 ¥ KOHIEHTPUPYIOT. HeounImeHHBIH MPOAYKT OYHIIAI0T KOMOH-
3KcIpecc-xpoMarorpadueii, momydas 2,16 T IpogyKTa CIOKHOTO 3bupa ¢ Bhixomom 96%. Jlamusie *'P SIMP-
crextpockormu (121,4 MT'n, CDClLy): § 44,5, 43,9, 43,2, 42,3. XX/MC = 917,9 (M'+1), 856,0 (M'+Na).

Cramus 3. Cnoxnsiii a3¢up (2,16 T, 2,36 Mmoits) pactBopsitoT B CH,Cl, (236 min) u nerasupyiot N, B Tede-
aue 20 muH. JloGaBisroT karanuzatop ['pab6ca mepBoro moxoneHus (486 mr, 0,59 MMoJIb) U IeTa3upyIOT B Te-
yeHHe AOMONHUTENbHBIX 20 MUH. PeakiuoHHyro cMmech HarpeBatoT 10 50°C B TedeHue 5,5 9 U OXJIaXKJAOT 10
KT. dobasnstor Tpuc(ruapokcumeruin)pochun (3,66 r, 29,5 mmons) ¢ nocneayroumm nodasneaneMm TEA (8,2
w1, 59 mmois) 1 H,O (20 mit). Peaknmonnyro cMech HarpesatoT 10 50°C B Teuenue 5 4 u 3arem 1o KT B Teue-
Hue HouM. Pazpensror nBa cnost. Opranndeckuid cioit npomesator 0,5H HCl n coneBbiM pacTBOpoM, cymiat
Na,SO; u KOHIEHTpHPYIOT. HeouniieHHbIH NPOAYKT OYHMIIAIOT KOMOMAKCIpecc-xpoMarorpadue, moiydas
1,48 T IMKIIN30BAHHOTO COCIMHEHHUS ¢ BEIX0ZOM 71%. Jlauubie °'P SAAMP-cnekrpockomuu (121,4 MI'u, CDClL;):
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5 44,4, 43,1. KX/MC = 888,1 (M++1), 909,9 (M '+Na).

Cranus 4. K pactBopy nukimaeckoro oneduna (1,48 r, 1,67 mmoins) B CH,Cl, (10 mur) modasmsror 4H HCI
B 1,4-mmokcane (6,26 mu, 25,05 mmoinb). Peakumonnyro cmechk nepemenmBatot npu KT B Teuenue 3,5 1, KoH-
LEHTPUPYIOT, CYIIAT MO/ BaKyyMOM B TeUeHHe HOUH U 3aTeM pactBopsitorT B TT'D (14,3 mm)/H,0 (2,4 mi). [o-
OaBIISIFOT COeTUHEHME 2,5-THOKCOMMPPOTHINH- | -UIIOBOTO CIIOKHOTO d(Hpa ITUKIONEHTHUIIOBOTO CIOXKHOTO d(DH-
pa kap6oHoBOH KUCIOTHI (398 mr, 1,75 mmons) u TEA (0,7 mi, 5,01 MmMmons). Peakiuio nepememmBatot npu KT
B T€UCHHE 2 9 U JTOOABJISIOT HOTIOJHUTEIBHBIN 2,5-THOKCOMTUPPOTUINH- | -MITOBBIA CIIOKHBIN 3QUp MUKIOTICHTH-
JIOBOTO CJIOKHOTO d(hrpa KapOOHOBOM KHCIOTHI (38 MT). Peakmuro mepememnBaroT B TedeHue 2 4. Peakiuro ra-
csat nobasnenneM 0,5H HCI u pasBomsat EtOAc. Pasaenstor nBa ciosi. Opranudeckue cion npombiator 0,5H
HCI u coneBbM pactBopoM, cymat Na,SO, 1 KOHIEHTpUPYIOT. HeOUHIIeHHBIH MPOIYKT OYHINAI0T KOMOMIKC-
npecc-xpomarorpadueii, momydas 1,45 r UUKIONCHTHWIKapOamara ¢ BBIXoAoM 96%. JlaHHBIC P AMP-
cnekrpockoruu (121,4 MI', CDCls): 6 44,4, 43,1. XKX/MC =902,0 (M++1).

Cranus 5. PactBop nuknonentmikapoamara (1,4 T, 1,55 Mmous) n 8-xmmop-2-(2-u30nponmiaMuHO-THA30I1-4-
WIT)-7-METOKCUXHUHOMHH-4-011a (542 mr, 1,55 Mmmoins) B NMP (15 M) o6padatsiBatoT Cs,COs (1,26 T, 3,88 MMOIIB).

Peaknuonnyto cMech HarpeBatotT a0 63°C B TedyeHue S5 4 u 3ateM oxyaxnaarot A0 KT. Peakiuio passoast
EtOAc u mpomsiBator NaHCO;. Opranudeckunii cinoit nmpomsiBator 5% LiCl 1 coneBbIM pacTBOpoOM, CymIaT
Na,SO; ¥ KOHIEHTpHPYIOT. HeounmeHHBIH NPOAYKT OYHMIIAIOT KOMOMAKCIpecc-XxpoMarorpadue, moiydas
1,18 r Tpebyemoro nmpoaykTa ¢ BEIxoaoM 75%.

Cramus 6. K pactBopy mosrydaerHoro Beie npoaykra (1,18 T, 1,16 mmois) B8 CH3CN (12 mur) ipu 0°C no-
GasisiroT 2,6-mytuauH (1,35 Mo, 11,6 MmMoins) u HiomotpuMerwicunad (1,66 mi, 11,6 MMoib). PeakimonHyio
cMmech niepememuBatoT pu KT B Teuenue 3 4 u oxnmaxmaarot mo 0°C. JJobasmstor 2,6-mytuaus (0,27 mi, 2,32
MMOJIB) ¢ mociieaytomum nodasnenueM MeOH (5 mur) u Harpesator 10 KT B Teuenne 10 mua. CMech KOHIICH-
TPHUPYIOT, CyImIaT MOJ BakyyMoM. HeounmmieHHBIH MPOAYKT OYMINAIOT OOpameHHO-(a30BOH KOMOHMAIKCIpEecc-
xpomarorpadueii, a 3atem BDXKX, momyuas 1,01 r coenunenms 92 ¢ Beixomom 88%. JlaHHEIC 'H sAMP-
cnexrpockonu (300 MI'r, CD;0D): & 8,26 (m, 2H), 7,85 (s, 1H), 7,68 (d, J = 9,6 ', 1H), 7,26 (t, J = 8,1 I'm,
1H), 6,93 (t, J = 7,8 I'n, 2H), 5,84 (m, 2H), 5,67 (t,J = 10,8 'y, 1H), 5,08 (dd, J = 6,3, 9,9 T'u, 1H), 4,75 (t,J =
8,4 T'u, 1H), 4,68 (d,J=11,7 I'u, 1H), 4,42 (d, J =9,9 I'n, 1H), 4,3 (m, 2H), 4,17 (s, 3H), 4,00 (kBunuTET, J = 6,6
I'u, 1H), 3,55 (t, J = 15,3 T'u, 1H), 3,31 (t, J = 15,3 I'u, 1H), 2,91 (m, 2H), 2,6 (m, 1H), 2,46 (dd, J = 5,4, 16,8
I'u, 1H), 2,30 (m, 1H), 2,20 (m, 1H), 1,4-1,7 (brm, 10H), 1,37 (dd, J = 2,1, 6,6 ', 6H), 1,25 (d, J = 6,3 I'u, 3H),
1,04 (m, 1H), naussie *'P SIMP-ciiekrpockoruu (121,4 M, CD;0D): & 38,9. JKX/MC = 985,1 (M'+1).

IIpumep 93. Ilonyuenue coequnerus 93.

S>—NH

oM f b

Cramus 1. DTunaneTHMuIaTa THIPOXIOPHT (1,23 T, 9,95 MMoie) U 2,2,2-TpudTOpITHIIAMAHA THIPOXJIO-
pun (1,35 1, 9,95 mmons) pacteopsiror B CH,Cl, (32 Mi)/H,0 (3,2 min). lo6asmsror K,COs (0,69 1, 4,98 MMOIIh)
U nepeMemmBaioT B TedeHue 30 muH. Pasnmenstor nBa crmos. Bomusrit cioit skerparupyror CH,Cl, (2 x 10 mo).
OObenMHeHHBIH OpraHndecKuit ol cymar Na,SO4 U KOHIIEHTPUPYIOT 10 MoaydeHus 1,48 T aTmmoBoro a¢gupa
N-(2,2,2-Tpu¢Top3THIT)alle THMUIHOW KUCIOTHI B BUJE KUIKOCTH CBETIIO-XKEITOTO IIBETA C BEIXOIOM §7%.

Cranus 2. Boc-3ammmenssid TpunentuadocrHar noaydaroT ciocodoM, aHaJIOTHYHBIM OITUCAHHOMY IS
npuMepa 58, ¢ KOTOPOro CHUMAIOT 3aIuTy ciieayrouuM odpazom. Tpunentuz (500 mr, 0,54 MMoIb) pacTBopsi-
10T B CH3CN (5 M) m oxsaxaator no 0°C. Hobasmstor foarpumermicunan (0,77 mi). PeakumoHHyro cMech
HarpeparT 10 KT, nepememmBarot B Teuenue 0,5 9 u oxnaxaaroT 1o 0°C. lo6apnstot 2,6-mytuaus (1,30 M) ¢
nocneaytomum godasieaneM MeOH (5 mur). CMech KOHIIEHTPUPYIOT, ynapuBatoT coBmectHo ¢ CH,Cl, (2%) u
CylIaT B BaKyyMe, Mojy4asi aMuHogocuHaT B Buae conu 2,6-mytuanHa. Conp (80 mr, 0,025 mmons) pacTBo-
pstot B JIM® (0,45 M) n nobasisttor 0,1H docdarnsrit 6ydep (0,9 mi). Jobdasustor 2H NaOH (86 mxir), 4ro-
651 moaBectn pH 10 9. JloGaBmsroT pactBop 3THI0BOTO ddupa N-(2,2,2-TpudTOpITHI)alleTUMUATHONW KUCIOTHI
(150 wmr, 0,89 mmoup) B JIM® (0,1 M) u mepeMermuBaioT B TedeHue 18 4. PeaknimoHHyI0 cMech QUIBTPYIOT U
dumpTpaT ouynmaioT ¢ momomsio BOXKX, monydas 8,8 mr coemuHeHus 93 B BUIIE TBEPOTO BEUIECTBA KEITOTO

BCTA.
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[Ipumep 94. IMomyuenue coequaeHUs 94.
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PactBop sTHIIOBOTO 3dHpa (1-OeH3MI0KCHKapOOHNITAMIHO-2-BUHIILUKIONPOIHI)METHI(HOCHUHOBOH KH-
ciotel (100 mr, 0,308 mmons) B ACN (7,7 M) oxnaxnaroT 10 0°C u o karsM gob6asnsror TMSI (220 mxr,
1,54 mmomn). Peakmuro Harpesatot 10 KT u nepememmBaroT B Tedenre 1 4. 3aTem peaknuto oxnaxmaroT 1o 0°C
1 10 KaruisaM 100aBiistioT gonosHuTebHbin TMSI (110 Mk, 0,77 mmons). Peakmmto Harpesatot mo KT u mepe-
MemmuBaroT B TedeHue 30 muH. Peakiuio cHoBa oxnaxknarot 10 0°C u mo karsM 100aBisioT 2,6-nytunaus (360
Mk, 3,1 Mmonb). [Tocite aToro cienyer modasnenue Et;2N (1 mur, 7,2 mmons) 1 MeOH (4 mi). 3aTtemM peakiuio
KOHIIEHTPUPYIOT B BaKyyMe M B HEOUHIIICHHOM BHJIE HEITOCPEICTBEHHO UCIIOIB3YIOT B CIEAYIOIICH PEaKIIHH.

PactBop coemunrenust VI (72 mr, 0,123 mmounp) B TT'® (2 M) oxnaxmaror 1o -30°C. K qanaoMy pactBopy
nobasistor Et;N (34 mxut, 0,246 mmons), a 3ateM CICO,Et (18 Mk, 0,185 mmons). Peakiuio mepeMeninBaroT
npu temrnepatype ot -20°C 10-30°C B teuenue 30 muH. K peakumn nodasnstor gononHutensHslii Et;N (34 mx,
0,246 mmonbe) u CICO,Et (18 mxim, 0,185 MMmoinb). Peakuuio mepeMemnBarOT B TCYCHUE IOMOTHUTENBHBIX 30
MHH npu Temneparype ot -20 mo -30°C. PacTBOp HEOUYMIIEHHOTO NMPOAYKTa, MoydeHslid Ha craauu 1, B8 CH,Cl,
(2 i) mo xamsiM no6asisror npH -30°C u peakiuio HarpesatoT 1o KT n nepememuBaror B Teuenue 2 4. Peax-
o racsT nobasnenueM Hachinl. NHyCl (BoxH.). Opranndeckyro ¢asy pazBoust EtOAc u skcTparupylor Ha-
cerml. NH4CI (Bomn.), H,O m coneBbiM pacTBOpoM. 3aTeM opraHWUYeckyio ¢a3y cymaT Haj Na,SO,, KOTopbIi
3aTeM yJalsfioT BaKyyMHOH ¢mibTpanueil. OUIbTpaT KOHIEHTPHUPYIOT B BaKyyME€ W OCTATOK PAacTBOPSIOT B
MeOH (1,5 mi). Coequnenne 94 BBIIEISIIOT U3 TAHHOTO pacTBOpa oOpamieHHo-pa3zoBoit BOXKX B Buae TBep10-
ro BEIecTBa 5KeNTOro 1BeTa (35 mr, 38%), mannsie 'H SMP-criektpockomuu (300 MI', CD;0D): & 8,25 (d, J =
9,3 T'm, 1H), 8,16 (m, 2H), 7,68 (m, 3H), 7,49 (m, 1H), 7,39 (m, 1H), 7,24 (dd, J = 2,1, 9,3 I'y, 1H), 6,45 (m,
1H), 5,97 (m, 2H), 5,69 (s, 1H), 5,26 (d, J = 17,1 I'u, 1H), 5,08 (d, J = 11,4 I'y, 1H), 4,63 (m, 2H), 4,24 (m, 1H),
4,08 (m, 1H), 4,04 (s, 3H), 2,76 (dd, J = 7,2, 14,1 T'u, 1H), 2,43 (ddd, J = 3,3, 10,5, 13,8 ', 1H), 1,42-1,78 (m,
8H), 1,34 (d, J = 6,3 T'y, 3H), 1,34 (m, 1H), 1,15 (m, 1H), 1,04 (s, 9H), nanusie p SMP-cnexrpockonuu (121,4
MT', CD;0D) § 41,2. XX/MC = 733 (M'+1), 755 (M'+Na).

IIpumep 95. Ilonyuenue coequHeHus 95.

o] /]\ P

K cmecu coemunenns 1X (12,38 1, 26,68 MMomb) u 2-aMuHO-7-MeToKcuxuHOmuH-4-0oma (7,11 r, 37,35
Mmoiis) B NMP (133 mur) mobasnsror Cs,CO5 (10,43 1, 32,01 mmons). Peaknmonnyto cmech HarpesaroT 10 80°C
B TeueHue HouM U oxJyaxnaaoT A0 KT. Cmech BbUIMBAIOT B coJieBoil pacTBop (500 mi) u skcrparupyor EtOAc
(600 mu). Opranamueckuii ciaoi mpoMbiBaroT HackimeHHBIM NaHCO3 (300 mur), coneBsiM pacTBopoM (200 M),
cymat Na,SO4 1 KOHIIEHTPUPYIOT. HeodnimeHHbIi MpOIyKT OYHIIAIOT KOMOMIKCTIpecc-XxpoMarorpaduei, momy-
gas 4,02 T 2-METHJIOBOTO CJIOXHOTO 3¢upa 1-TpeT-OyTHIIOBOTO CIOKHOTO d(dupa 4-(2-aMHHO-7-METOKCH-
XHHOJINH-4-AJIOKCH ) TUPPOJIUANH- 1,2 -TUKapOOHOBOH KHCIOTHI C BEIXOIOM 26%.

Cwmech cioxHoro s¢upa (4,02 t, 9,62 mMoins) u 3-MeTwi- 1 -HuTpo3ookcnOyTana (7,18 mi, 48,5 MMoIb) B
HOACc (21 mi) nepememmuBatot nipu KT B Teuenue 36 4, BeutnBatot B H,O (500 M) u skerparupytor CH,Cl,
(2 x 150 mi). Bomuslit cnoit pazBomar comneBbiM pactBopoM (200 mi) m sxcrparupyor 10% MeOH/CH,Cl,
(2 x 150 mu). OO6benMHEHHBIE OpraHnueckue ciaou cymar Na,SO4 1 KOHIEeHTpUpyoT. HeounmeHHbIH MpoayKT
OUHITAIOT KOMOMIKCHpecc-xpomarorpadueii, momydas 3,39 r 2-MEeTHIOBOTO CIIOKHOTO ddupa 1-TpeT-0yTuio-
BOTO CIJIOXHOTO 3(upa 4-(2-ruapoxcu-7-MeTOKCHXHHOINH-4-MIIOKCH ) TUPPOITHIUH-1,2-TnKapOOHOBOH KHCIOTHI
¢ BBIXOAOM 79%.

Heounmennsiii 2-MeTHIOBBINA CIOXKHBIA 3¢up 1-Tper-OyTmiioBoro ciokHoro s¢upa 4-(2-runpoxcu-7-
METOKCUXWHOJINH-4-WIOKCH )-TUPPOIHINH-1,2-tukapOooHoBoi kucioTel (3,18 1, 7,60 MMOJB) pacTBOPSIOT B
POCI; (76 mu) u narpesatoT 1o 40°C B TeueHre HOYM. PeakIMOHHYIO CMeCh KOHILIEHTPUPYIOT B BAKyyMeE H pac-
tBOpsitoT B CH,Cl, (40 mu). ob6aemsror 4H HCI B 1,4-quokcane (40 mun) u nepememmBatot pu KT B Teuenue 1
4. Heounmmennsrit Mmatepuan pacnpeneistor mexay H,O u CH,Cl, u moaBomsat pH no 11 NaHCO; u 1H NaOH.
Boanstit cnoit axcrparupyror CH,Cl, (3 x 150 mir). O0beanHeHHBII oprannueckuid cinoi cymar Na,SO4 1 KoH-
HEeHTpUpYI0T. HeouwmeHHBIH TPOMYKT OUYMIIAIOT KOMOHMDIKCHpecc-Xxpomarorpadueii, momydas 2,05 r 2-
METHJIOBOTO CIIOKHOTO 3dupa 1-Tper-OyTHiioBoro cioxHoro 3dupa 4-(2-X10p-7-MEeTOKCHXUHOIUH-4-UIOKCH)
TMUPPONUINH- 1,2 -TUKapOOHOBON KHUCIOTHI.

[Momydennsrii panee amuH (562 Mmr, 1,67 MMONb), 2 TUKIONEHTHIOKCUKAPOOHUIAMHUHO-3,3-THMETHII-
MacisiHyto kuciory (489,8 mr, 2,01 mmons) u HATU (1,27 1, 3,34 MMoub) pactBopstoT B JIM® (16 mur) u ox-
naxnart 10 0°C. Hob6asmsitor NMM (0,74 M, 6,73 mmonb). Peakimonnyto cmeck HarpeBatot g0 KT u nepe-
MEMMBAIOT B TeueHne Houu. [Tpoaykt pacnpenensror mexay H,O (300 mum) u EtOAc (3 x 100 mu). O6benuHeH-
HBIC opranmdeckue ciou npomsBatoT H,O (100 mur), NH,4CI (100 mur), NaHCOs; (100 mut), coneBbIM pacTBOPOM
(100 M), cymar Na,SOy4, GHUIBTPYIOT U KOHIEHTPUPYIOT. HeounIeHHBII NPOIYKT OYHIIAIOT KOMOMIKCIIpece-
xpoMmatorpacguei, moiaydas 691,6 MI METHIIOBOTO CIIOKHOTO d(Hpa AUNENTHIA C BEIX0JI0M 71%.

Croxuslit a¢up (664 mr, 1,18 mmons) pactopsitor B TT'® (4 M) u H,O (4 M) n no6asisror MeOH (4
i) u LiOH (142,2 wmr, 5,94 MmMons). Peakumonnyro cmech nepememiBarot npu KT B TeueHue 2 4. CMech pas-
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ot H,O (15 min)/EtOAc (20 M), noakucisitor 1o pH 2 ¢ nomomsto 1,0H HCI u pazgensror nBa cios. Box-
HBIH croii skcTparupyrot EtOAc (3 x 50 mi), cymat Na,SO,, QuabTpyIoT 1 KOHIICHTPUPYIOT 10 MOTydeHus 661
Mmr kucnotel. Kucmory (931 wmr, 1,87 Mmoib), 3TwioBsid 3¢up (1-aMHHO-2-BUHIIITUKIONPOIIIIT)OCH3IIPOC-
¢unOBOI KMCHOTHI (548,1 Mr, 2,07 Mmmoins) 1 HATU (1,42 1, 3,74 MMonb) pactBopsitoT B JIM® (19 mir) u oxua-
xkaaroT 1o 0°C. JJob6asmstor NMM (1,03 mut, 9,37 mMmous). Peaknionnyio cmech HarpearoT 1o KT u mepeme-
MmuUBaroT B TeueHune Houu. [Ipoxykr pacnpenersror mexay H,O (300 mir) n EtOAc (3 x 100 min). O6benuHeHHbIC
oprannueckue cion nmpombiBaroT H,O (100 M), NH,CI (100 M), NaHCO; (100 M), coneBbsiM pactBopom (100
i), cymatr Na,SO4, QUIBTPYIOT W KOHIECHTPHUPYIOT. HEOouWIeHHBIH MPOAYKT OYHIIAIOT KOMOHMIKCIpecc-
xpomarorpadueii, momydvas 1,21 r pocunara Tpunentuna ¢ Berxogom 81%.

®dochunar Tpunentuaa pactBopstor B CH3CN (1 mun) u oxnaxmarot g0 0°C. o kammsaM 100aBisioT Ho-
notpumeTmiiciiad (72 mxi, 0,51 mmois). Peakimonnyro cmech nepemermBaroT npu 0°C B Tedenue 45 MuH U
no6asisiror 2,6-mytuand (0,5 mi). Hobasmstor MeOH (0,5 Mi1) M KOHIIEHTPUPYIOT peakIMOHHYI0 cMech. He-
OUHIICHHBIN MPOAYKT OYUIIaOT ¢ momouibio BOXKX, nonyyas 61,5 Mr coenunenus 95 c¢ Beixogom 79%. Han-
uete 'H SAMP-cniektpockornmu (300 MI'm, CDCls): 6 8,10 (d, J = 9,3 ', 1H), 7,37-7,17 (m, 6H), 7,14 (dd, J =
9,3,2,1 I'u, 1H), 7,06 (s, 1H), 5,95 (dt, J = 17,1, 9,3 I'u, 1H), 5,48 (bs, 1H), 5,32-5,21 (m, 1H), 5,11-5,03 (m,
1H), 4,68-4,51 (m, 3H), 4,22 (s, 1H), 4,06-3,98 (m, 1H), 3,95 (s, 1H), 3,35-3,23 (m, 2H), 2,73-2,62 (m, 1H),
2,41-2,28 (m, 1H), 2,17-2,04 (m, 1H), 1,82-1,33 (m, 10H), 1,03 (s, 9H); naunubIc 3p SIMP-criekTpocKonuu
(121,4 MI'm, CDCL,) 6, 47,5; XX/MC (M+1): 767,06.

IIpumep 96. Ilonyuenue coequneHus 96.
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PactBop xnopxuHoIMHA, IOTydeHHOTO B mpumepe 95 (51,7 mr, 0,06 mmois), B JIM® (0,43 mir) o6pabaTsi-
BaroT 4-propdermnooponoBoit kucnoroit (13,5 mr, 0,10 Mmois) u TeTpakucTpudeHmidochun mamraguem (7,3
mr). Pacteop K,COj3 (9 mr, 0,06 mmoins) B HyO (0,22 M) 100aBISIOT B BRIIICYKAa3aHHOW CMECH. PeakIMOHHYIO
cMmech HarpesatoT ipu 100°C B MEUKpOBOJIHOBOH 1eun B TeueHue 1 4. TpeOyemslit cioxusIi a¢up (46,7 Mr) no-
Jy4aroT NOCJIe OUYUCTKH ¢ moMolsro BOXX.

Crnosxuslit adup (44,8 mr, 0,05 Mmons) pacteopsitor B CH;CN (0,53 M) i oxnaxnaarot g0 0°C. Moxorpu-
meTmiacwiad (37,5 mki, 0,27 MMOITb) OOABISIOT MO KarwisiM. PeakimonHyto cMech nepemernuBaroT mpu 0°C B
teuenue 1 9 u mobassror 2,6-mytuaut (0,3 mi). Jobasmsror MeOH (0,3 Mi1) U KOHIEHTPUPYIOT PEaKIIHOHHYIO
cMech. Heounmennslit mpoaykT ouumart ¢ noMormibio BOXXX, nmomygas 17,7 mr coeauaeHus 96 ¢ BBIXOJOM
41%. Jlanmsie 'H AMP-cniektpockoruu (300 MI'n, CDCly): 8 8,37 (d, J = 9,0 I';, 1H), 8,20-8,12 (m, 2H), 7,71-
7,44 (m, 7H), 7,44-7,18 (m, 3H), 5,96 (dt, ] = 16,8, 10,2 I'y, 1H), 5,83 (bs, 1H), 5,25 (d, J = 16,8 I';, I1H), 5,11-
5,04 (m, 1H), 4,74-4,65 (m, 2H), 4,51-4,42 (m, 1H), 4,22-4,09 (m, 2H), 4,05 (s, 3H), 3,26 (d, J = 15,6 ', 2H),
2,87-2,76 (m, 1H), 2,54-2,41 (m, 1H), 2,16-2,03 (m, 1H), 1,71-1,28 (m, 10H), 1,02 (s, 9H); nauusie *'P SIMP-
cnekrpockoru (121,4 MI', CDCLy) 6: 42,3, 32,6; XKKX/MC (M+1): 827,06.

[Ipumep 97. IMomyuenue coequaeHns 97.
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PactBop x1opxuHonmHa, mosrydeHHoro B npumepe 95 (78,2 mr, 0,10 mmoins), B AM® (0,65 mir) odpadatsl-
BatoT 2-propdpenmidboponopoit kucnoroi (20,1 mr, 0,15 mmois) u Terpakuctpupenmwipocdun namiaauem (6,0
mr). Pacteop K,COs (13,6 mr, 0,10 mmons) B H,O (0,33 M) mobaBistoT K BEINICYKa3aHHOH cMecH. PeaknnoH-
HyI0 cMech HarpeBatoT npu 100°C B MUKpOBOTHOBOH 1eun B TedeHue 1 4. TpeOyemsriii croxubii 3¢up (73,3 mr)
MOJY4aroT MOCIe OUUCTKH ¢ moMolsio BOXKX.

[Toydennsrit panee ciaoxHbIi ddup dpocdunara (73,3 mr, 0,09 mmons) pactopsror B CH3CN (0,85 mur) u
oxnaxaaoT g0 0°C. Monorpumermncuman (61 M, 0,43 MMOJIB) JOGABISIOT 110 KAIUTIM. PEaKIHOHHYIO CMeCh
nepememuBaioT mpu 0°C B Teuenne 1 9 1 g1o6aBisroT 2,6-mytuaud (0,3 mi). Jobasnsaior MeOH (0,3 mi1) u KOH-

HMEHTPUPYIOT PEAKITMOHHYIO CMeCh. HEOUNTIIEHHBIN MPOAYKT OYMIAIOT ¢ TToMomIbio BOXKX, momydast coenune-
ae 97. XKX/MC (M+1): 827,15.

-75 -



018098
ITpumep 98. Ilonyuenue coequneHus 98.
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PactBOp xiopxuHONIMHA, MoTydeHHOTo B pumepe 95 (78,0 mr, 0,10 mmons), B JJM® (0,98 mir) oOpadaTsI-
BatoT 3-propdenmidboponoBoit kucnoroit (21,9 mr, 0,16 Mmmois) u Terpakuctpupenmwidpocdun namiaauem (6,4
mr). Pacteop K,CO; (13,5 wmr, 0,1 mmoins) B H,O (0,3 Mir) 100aBISIOT K BEIICYKa3aHHON cMecH. PeakIimoHHYIO
cMmech HarpeBaroT mpu 100°C B MUKPOBOJTHOBOH 1meud B TeueHue | 4. HeouuImeHHbIi MPOIyKT OYUIIAIOT C TO-
motrsio BOXX, monmywas 41 mr ciioxxHOTO 3dhHpa ¢ BeIxogom 49%.

Crosxusiit 3¢up (41 mr, 0,05 Mmons) pactopsitor B CH3CN (0,48 M) i oxnaxaror 1o 0°C. Homorpume-
tuncunad (34 mxi, 0,24 MMOITh) JOOABIISIIOT MO KarisaM. PeaknimoHHyto cMech nepeMernuBaioT nmpu 0°C B Teve-
Hue 1 9 u gobasmsaior 2,6-mytuaud (0,3 mi). Jlo6asmsror MeOH (0,3 Mi1) ¥ KOHIEHTPUPYIOT PEAKIIMOHHYIO
cMech. HeounmeHHbI MPOIYKT OYUIIAIOT ¢ momMotbio BOXKX, momydas 23 mr kuciotel 98. XKX/MC (M+1):

827,13.
OMe
0 Ny @

IIpumep 99. Ilonyuenue coequnerus 99.
H,OH
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PactBop x1opxuHonmHa, moryderHoro B npumepe 95 (78,4 mr, 0,10 mmoins), B AM® (0,98 mur) odpadatsl-
BaloT 4-MeToKcu(peHmIO00pOHOBOH KucoTow (23 mr, 0,15 MMonb) u TeTpakuctpudeHmwidpochun mamiaauem (5,9
mr). PactBop K,CO; (13,5 mr, 0,10 mmois) B HyO (0,3 mit) 100aBNiSIOT K BEIICYKa3aHHOW CMECH. PeakIImoOHHYIO
cmech HarpesatoT npu 100°C B MUKpOBOIHOBOM mneun B TedeHue | 4. HeouuIeHHbIH NpOAyKT OYMIAIOT C MO-
Motrsio BOXX, monyuas 43,8 Mr ciioxxHOTr0 3dupa ¢ BerxogoM 51%.

CrosxusIit 3¢up (43,8 mr, 0,05 Mmois) pactopsitor B CH;CN (0,5 M) 1 oxmaxaator g0 0°C. Homorpume-
tuncunad (36,5 Mk, 0,26 MMOJIB) TOOABISIOT 1O KarusiM. PeakiimoHHyIo cMech niepeMemuBaioT npu 0°C B Te-
genue 1 94 u gobasmsrot 2,6-mytuaud (0,3 mi). Jlobasmsror MeOH (0,3 MiT1) 1 KOHIIEHTPHPYIOT PEAKIIMOHHYIO
cMech. HeounImeHHbIi MPOIyKT OYHUIIAIOT ¢ ToMoInbio BOXKX, momyqas 29 mr kucinotsl 99.

IIpumep 100. TTonyaenne coenuuenus 100.
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PactBop xnopxuHoOIWHA, TIOTydeHHOTO B mpumepe 95 (79,9 mr, 0,10 mmois), B JIMD (0,98 mir) o6pabaTsi-
BalOT 2-MeTOKCH(DEHMITOOPOHOBOM KucioToi (24,4 mr, 0,16 MMoub) U TeTpakucTpudeHmwipochruH mamraguemMm
(5,9 mr). PactBop K,CO; (13,7 mr, 0,1 mmons) B H,O (0,33 mur) mo0GaBisioT K BEIIEYKa3aHHON cMecH. Peakim-
OHHYIO cMech HarpeBaroT npHu 100°C B MEKPOBOJIHOBOM 1e4uu B TeueHne | 4. HeounIeHHbIi NpOIyKT OUHIIAIOT
¢ momomrsio BOXX, nmomydas 29,9 mr cnoxkHoro 3¢gupa ¢ Berxogom 36%.

Crnosxusiit adup (29,9 mr, 0,03 mmons) pacteopsitor B CH;CN (0,35 M) i oxnaxaarot g0 0°C. Moxorpu-
metwicunan (25 mxi, 0,18 MMois) 100aBisrOT 1Mo KamisiM. PeaknmoHHyIo cMmeck nepememnmBaioT npu 0°C B
teuenue 1 9 u mobassror 2,6-mytuaut (0,3 mi). obasnsror MeOH (0,3 Mi1) U KOHIEHTPUPYIOT PEaKIIHOHHYIO
cMmech. HeouneHHbIi IpoIyKT ounmmaroT ¢ noMmoso BOXKX, nomyuas 19 mr kucnotst 100.

ITpumep 101. ITonydenue coenunenus 101.
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JlunenTunel, npeacraBieHHbie B mpuMepax 101-103, u3BecTHH B ipeiecTByoIeH ureparype. Kakaprii
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CBA3BIBAKOT ¢ OeH3mwidochunarom Pl TeM ke criocodoM, KOTOPEI UCTIONB3YIOT B ipuMepe 35. Tloxydator mpe-
naparusHoit BOXKX (cM. TTpumep 101) (22 mr, 24%), naumsie 'H SIMP-criekrpockommu (300 MI'n, CD;0D): &
8,14 (d, J =8,8 I'u, 1H), 7,90 (d, J =6,0 T'u, 1H), 7,30 (m, 8H), 5,91 (m, 1H), 5,84 (bs, 1H), 5,21 (m, 1H), 5,05
(m, 1H), 4,63 (m, 2H), 4,50 (m, 1H), 4,03 (m, 1H), 3,94 (s, 3H), 3,32 (m, 2H), 2,65 (m, 1H), 2,33 (m, 1H), 2,11
(m, 1H), 1,60 (m, 10H) 1,03 (s, 9H), nanusie 3lp SAMP-cnekrpockonuu (121,4 MI', CD;0D): 6 42,175, KX
(mpoBoAT B TeueHHe 6 MUH, BpeMs yaepxkuBanus = 4,15 mun) MC (733,7, M+1).

IIpumep 102. TTonyuenne coennuenus 102.

/0
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omyuaror npenapatussoii BOXKX (cm. Tpumep 102) (29 wmr, 26%), mnannsie 'H SIMP-crieKTpocKomuu
(300 MI'm, CD;0OD): & 8,07 (d, J =9,2 I'y, 1H), 7,30 (m, 8H), 7,00 (d, J =8.,9 I'u, 1H) 6,82 (d, J =6,1 ', 1H),
5,92 (m, 1H), 5,30 (m, 2H), 5,05 (m, 1H), 4,83 (bs, 1H), 4,58 (m, 1H), 4,42 (m, 1H), 4,03 (m, 1H), 3,90 (s, 3H),
3,32 (m, 2H), 2,65 (m, 1H), 2,28 (m, 1H), 2,06 (m, 1H), 1,60 (m, 10H), 1,03 (s, 9H), nannsie °'P SIMP-
cnekrpockonuu (121,4 MI', CD;0D): 6 42,159, KX (nmpoBonsT B TedeHre 6 MHH, BpeMs yaepKuBaHusI = 4,32

muH) MC (732,7, M+1).

ITpumep 103. ITonyuenue coenunenus 103.
o

{;]" II,OH
oTX S

[omyuaror npenapatuaOoit BOXKX (cm. HpHMep 103) (15 mr, 19%), naumsie 'H SIMP-CIeKTpOCKOIHH
(300 MI'u, CD;0D): 6 8,18 (d, J =8,0 I', 1H), 7,80 (d, J =8,2 I'y, 1H), 7,30 (m, 8H), 6,97 (d, J =7,6 'y, 1H),
5,92 (m, 1H), 5,30 (m, 2H), 5,05 (m, 1H), 4,83 (bs, 1H), 4,56 (m, 1H), 4,45 (m, 1H), 4,05 (m, 1H), 3,32 (m, 2H),
2,67 (m, 1H), 2,28 (m, 1H), 2,07 (m, 1H), 1,60 (m, 10H), 1,03 (s, 9H), nanHbIe 3lp SIMP-cniektpockormu (121,4
MTI', CD;0D): 6 42,125. XX (npoBost B TeueHue 6 MuH, BpeMs yaepxusanus = 4,37 mun) MC (702,7, M+1).

IIpumep 104. TTonyuenne coenuuenus 104.

/o
T8 * f

Coenunenne 94 (100 mr, 0,14 MMOB) pacTBOPSIIOT B MUpUAMHE (3 MII) C MOCIEAYIOMNAM T00aBICHUEM
(dhenona (129 mr, 1,37 mmons) u pactBop HarpesatoT npu 60°C B Teuenne 10 mun. K HarpeToMmy pactBopy 10-
OaBISIFOT AUIMKIOTeKCHIKapooauumus (169 mr, 0,82 MMOJIb) M peaKIIMOHHYIO CMECh Jlajiee HarpeBaloT B TeUe-
Hue 3 4. PeakimonHyto cmech 3aTeM oxiaxaaioT 1o KT u pacTBopuTenn yaansioT Ipy MOHMKEHHOM JaBJICHHH.
Peakmmonnyto cmech pazbapisitor EtOAc 1 OTHUIBTPOBBIBAIOT TBEP/IBIC BEIIECTBA. PAaCTBOPUTENH YAAISIOT TIPH
MOHIDKCHHOM JaBJICHUHM W HEOYMIIECHHBIH MPOIYKT OYHMIIAIOT KOMOMIKcnpecc-xpomaTtorpadueit EtOAc/Hex c
nojyueHreM 23 Mr mposieKapcTBeHHoi GopMbl pocduHara ¢ BexogoM 21%. Jlaunsie 'H SIMP-crieKTpoCKOmHu
(300 MI', CDCl): 6 8,07-7,99 (m, 2H), 7,55-7,00 (m, 11H), 5,89-5,83 (m, 1H), 5,45-4,91 (m, 4H), 4,33-3,96
(m, 5H), 2,56 (m, 2H), 1,97-0,90 (m, 28H), nanHbIC 3lp SAMP-cniekTpockomuu ( 121,4 MI'u, CDCl;): 51,6 (s,
31P), 48,86 (s, >'P); KX/MC: M+Na = 8,31.

ITpumep 105. ITonydenue coenunenus 105.

L,O

Ci (o]
_o ' Ne A y—
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O
H H/OH

<7°Y“v“' S

Cramus 1. 8-X710p-4-TUIPOKCH-7-METOKCUXHHOINH-2-KapOoHOBYI0 kucioty (500 mr, 1,97 mmois) u 2,0
M mumernnamuea B TT® (2 M, 3,94 mmois) pactBopsitor B JIM® (20 mur). Jlo6asmsror HATU (1,5 T, 3,94
mmoinb) 1 NMM (697 mr, 6,89 mmoins) U cmech nepememuBatoT mpu KT B Teuenne Houn. Peaknmio pa3sogst
EtOAc u moaxucisiror 1H HCI. Paznensiror aBa cios. Opranudeckuii cioit npomsiBaror 2% LiCl, HackimeHHBIM
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NaHCO; u coneBbiM pacTBopoM, cymar Na,SO, U KOHHEHTPUPYIOT 10 MONy4EHUs AUMeTHIaMuna 8-xyop-4-
THIIPOKCHU-7-METOKCUXUHOJUH-2-KapOOHOBOH KHCIIOTHI.

PactBop Oposminara, moixydeHHoro B mpumepe 58 (100 mr, 0,11 MMob), u Iomy4deHHBIH Bhime Geron (35
mr, 0,11 mmonb) B NMP (5 mur) o6pabareiBator Cs,COs (76 mr, 0,22 MMoIb). PeakmmoHHYIO0 cMech HarpeBaroT
1o 80°C B Teuenwne 3 4 n oxnaxnarot 10 KT. Peakumro pasBomsat EtOAc u npomeisator H,O. Bonnslii cioit mo-
BomsaT 1o pH 4 1H HCI u skcrparupyror 5% MeOH/EtOAc (2 x). OObeIMHCHHBIC OPTaHUYECKUE CIIOU CYIIAT
Na,SO,4 ¥ KOHIIEHTPUPYIOT 0 TodydeHus 58 mr ocunara.

K pactBopy dochunara (58 mr, 0,06 mmons) B CH;CN (0,5 mur) ipu 0°C mo6aBisitoT HOAOTPUMETHIICHIAH
(0,05 mm, 0,32 mmoms). Peaknmonnyro cmech HarpeBaroT 1o KT u mepememmBaroT B TeueHue 30 MUH W 3aTeM
oxnaxaator 10 0°C. Jobasnstor 2,6-mytunns (0,32 M) m MeOH (0,5 mur) u nepememuBaior B Teuenue 10 MuH.
PacTBOpuTENh KOHIICHTPUPYIOT M HECOUYUINEHHBIN MPOJYKT OYHIIAIOT ¢ moMompio BIXKX, momyyas kucimorty
105. JlanHbie 'H SIMP-cniektpockornuu (300 MI'i, CD;0D): ¢ 8,20 (d, J = 9,3 T'm, 1H), 7,48 (d, J = 8,7 I'y,
1H),7,28 (m, 1H), 7,14 (s, 1H), 6,95 (m, 2H), 6,00 (m, 1H), 5,52 (m, 1H), 5,38 (m, 1H), 5,12 (m, 1H), 4,62 (m,
2H), 4,31 (bs, 1H), 4,17 (s, 3H), 4,06 (m, 3H), 3,20 (m, 6H), 2,74 (m, 1H), 2,42 (m, 1H), 2,20 (m, 1H), 1,70-1,40
(m, 8H), 1,30 (m, 2H), 1,01 (s, 9H), XKX/MC = 874,13 (M'+1), 896,27 (M '+Na).

ITpumep 106. ITonyuenue coenunenus 106.

Cl
MeO. N ~CN
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s

0

8-X710p-4-TUIPOKCH-7-METOKCH-XUHOJINH-2-KapOoHOBY0 KuCiOTy (115 mr, 0,45 MMOIb) 1 aMMOHHIXJIO-
pun (36 mr, 0,68 Mmmods) pactBopstot B JIM® (4 mi). Jlo6asnsitor HATU (342 mr, 0,9 mMonb) 1 NMM (159 wr,
1,58 MMonp) u cMmech miepememuBaioT pu KT B Teuenue Houn. JI00aBISIFOT TOTIOTHUTEIHLHOE KOJMUECTBO aM-
Monwmixopuaa (72 mr, 13,5 MMoinb) u HarpeBatoT 10 53°C B TeueHue 18 4. PeakiimoHHYIO0 CMECh OXJTAKIAIOT 10
KT u KOHIEHTPUPYIOT 10 NOIYYCHHS aMHa 8-XJI0p-4-THIPOKCH-7-METOKCUXHHOINH-2-KapOOHOBOH KHCIIOTHI B
BUJIC TBEPJOTO BEIIECTBA >XeNTOro mnpera. PactBop Oposmiara, moiydeHHoro B npumepe 58 (380 wmr, 0,44
MMOJIB), ¥ aMHJ 8-XJI0p-4-THAPOKCH-7-METOKCUXUHOINH-2-KapOoHoBoH kucaoThl (100 mr, 0,4 Mmmons) B NMP
(3 M) obpadateiBaroT Cs,CO3 (287 mr, 0,88 MmMoib). Peaknmonnyro cMechk HarpeBatoT 10 80°C B TeueHUE HOYU
u 3ateM oxnaxnaaroT 10 KT. Peaknuonnyto cmeck passoasat EtOAc u npomsiBator H,O. Boanslii crnoit moasoasar
1o pH 4 ¢ momomsto 1H HCI u axctparupytot EtOAc (2 x). O0bennHeHHBIe OpraHudeckue cion cymat Na,SOy
U KOHIEHTpHpYIOT. [TonydaroT 334 Mr HEOUMIIIEHHOTO IPOAYKTA.

K pactBOpy mosydeHHOro BhIIIe HeouuieHHOro npoxykra (78 mr, 0,09 mmons) B CH3CN (0,5 M) mpu
0°C noGasmsror HomoTpuMmetwicunad (89 mr, 0,45 MMoinb). Peaknmonnyo cmech mepememmuBaroT nipu 0°C B
Teuerne 20 MUH.

Jo6asmnstor 2,6-nmytuaud (0,06 mur) 1 MeOH (0,5 M), mepeMemuBaroT B TeueHne 20 MUH, KOHIIEHTPHPY-
IOT B BaKyyMe W cymiat B TedeHne 20 MuH, 1moxydasi KHCIOTYy, KOTopyto oopabdateiBatoT TFAA, monydas coeam-
nenne 106. Jlannere 'H SAMP-cnexrpockornuu (300 MI'u, CD;0D): ¢ 8,21 (d, J = 9,6 ', 1H), 7,56 (d, J = 9,6
I'm, 2H), 7,44 (s, 1H), 7,28 (m, 1H), 6,96 (m, 2H), 5,96 (m, 1H), 5,54 (s, 1H), 5,30 (d, J=17,1 'y, 1H), 5,11 (d, J
=12,0 I'u, 1H), 4,69-4,56 (m, 2H), 4,36 (bs, 1H), 4,17-4,00 (m, 6H), 3,38 (m, 2H), 2,74 (m, 1H), 2,45 (m, 1H),
2,20 (m, 1H), 1,67-1,54 (m, 8H), 1,47 (m, 2H), 1,02 (s, 9H), naunsie p SIMP-cnextpockonuu (121,4 MI'L,
CDCl3): § 41,479. )KX/MC = 874,13 (M'+1), 896,27 (M'+Na).

ITpumep 107. ITonydenue coenunenus 107.
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PactBop kucnoter VI (160 mr, 0,27 mmons), HATU (256 mr, 0,67 MMOIB), KACIOTHI (TIOJy4EeHHON B TPH-
Mmepe 9) (80 mr, 0,54 mmonn) 1 NMM (148 mxi, 1,35 MmMons) nepememmBaoT B JIM® (1 mur) B TedeHne HOUH
npu KT. PactBop konmnentpupytor u ouynmaror BOXX Jxwicon ¢ momydenuem coenunenust 107 (25,3 wr,
13%) B Buze TBepaOro BemecTsa Genoro nseta. Jannsie 'H IMP-criektpockormu (300 MI', CD;OD): & 8,39
(d, J=9,0 T'm, 1H), 8,10 (d, J =9,3 'y, 2H), 7,79 (m, 2H), 7,63 (s, 1H), 7,58 (s, 1H), 7,39 (d, J =8,8 I'y, 1H), 5,87
(m, 2H), 5,30 (d, J=9,6 'y, 1H), 5,18 (d, J =9,0 'y, 1H), 4,78 (m, 3H), 4,20 (s, 1H), 4,05 (s, 3H), 2,80 (m, 1H),
2,50 (m, 1H), 2,10 (m, 1H), 1,62 (m, 2H), 1,40 (m, 2H), 1,05 (s, 9H), nannbIe 3p SAMP-cniekTpockonmu (121,4
MTI'u, CD;0D): 6 23,135.
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ITpumep 108. ITonydenue coenunenus 108.
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Awmun docdunata P1 momydaror, Kak OIHMCAHO B IPUMepE 2, U CBA3BIBAIOT ¢ coeauuenneM VI. [lannsie 'H
SIMP-cnexrpockonuu (300 MI'n, CD;0D): 6 8,36 (d, J = 9,3 I';, 1H), 8,1 (m, 2H), 7,76 (m, 3H), 7,65 (s, 1H),
7,55 (d,J=2,1Tn, 1H), 7,38 (dd, J =2,4, 9,3 I', 1H), 5,96 (dt, J =9,9, 17,1 T'u, 1H), 5,85 (s, 1H), 5,26 (d, ] =
16,8 I'y, 1H), 5,08 (d, J = 12 I'y, 1H), 4,66 (m, 2H), 4,46 (s, 1H), 4,16 (s, 1H), 4,08 (m, 1H), 4,06 (s, 3H), 2,78
(dd, J = 6,6, 14,1 I'n, 1H), 2,43 (ddd, J = 3,9, 10,2, 14,1 I'n, 1H), 2,08 (m, 1H), 1,83 (m, 2H), 1,39-1,65 (brm,
10H), 1,14 (dt, J = 7,8, 18,3 I'u, 3H), 1,04 (s, 9H), nanusie lp SAMP-cnekTpockomuu (121,4 MI'n, CD;0D) &
50,6 JKX/MC = 746,8 (M'+1).

IIpumep 109. ITonyuenne coennuenus 109.

,o
oo \/<ON H/{ ,OH

AwmuH docdunata P1 moTydaroT, Kak OMICAHO B IPUMepe 2, U CB3bIBAIOT ¢ coenuuerneM VI. Jannsie 'H
SIMP-cniexrpockonmu (300 MI'i, CD;0D): 6 8,38 (d, J =9,6 ', 1H), 8,11 (m, 2H), 7,76 (m, 3H), 7,65 (m, 1H),
7,55 (m, 1H), 7,24 (dd, J = 2,1, 9,6 I'y, 1H), 6,02 (m, 1H), 5,81 (m, 1H), 5,22 (d, J=9,6 T'u, 1H), 5,09 (d, J =9,0
I'u, 1H), 4,63 (m, 2H), 4,45 (bs, 1H), 4,20 (m, 1H), 4,07 (m, 4H), 2,80 (m, 1H), 2,41 (m, 1H), 2,10 (m, 1H),
1,89-1,33 (m, 13H), 1,05 (m, 12H), nanusIe 3lp SAMP-cniekTpockonuu (121,4 MI'n, CD;0D): 6 48,663. XXX/MC
=761 (M'+1).

ITpumep 110. ITonyuenue coenunenus 110.

/o
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Kucnory VI (82 mr, 0,14 mmons) cycnenaupytot B 1 ma JIM®. Jlo6asmstor HATU (133 wmr, 0,35 MMoib),
(1-aMHHO-2-BUHIIIMKIONPONHI)-(2-THAPOKCHITII)pochHOBYIO KHCIOTY (MOIy4eHHYyI0 B mpuMepe 24) (53
mr, 0,28 Mmmous), a 3ateM NMM (77mki1, 0,70 mmons). PactBop nepememmBaroT B Teuenue Hour pu KT. Cmech
ounaroT ¢ nomousio BOXX Ixuicon ¢ momyuennem coeauuenus 110 (28,3 mr, 27%) B Bume TBEpAOTO Be-
mecTBa 6esoro mneeta. JlaHHbIe 'H SAMP-cniektpockonuu (300 MI', CD;0D): 6 8,39 (d, J =9,0 I't, 1H), 8,10 (d,
J1=9,3 T'u, 2H), 7,79 (m, 2H), 7,63 (s, 1H), 7,58 (s, 1H), 7,39 (d, J =8,8 I';, 1H), 5,87 (m, 2H), 5,30 (d, J=9,6 I'y,
1H), 5,18 (d, J =9,0 ', 1H), 4,78 (m, 3H), 4,20 (s, 1H), 4,05 (s, 3H), 3,80 (m, 1H), 2,80 (m, 1H), 2,50 (m, 1H),
2,20 (m, 1H), 2,10 (m, 1H), 1,62 (m, 2H,) 1,40 (m, 2H), 1,20 (d, 3H), 1,05 (s, 9H), naunsie °'P SIMP-
cnekrpockomnuu (121,4 MI', CD;0D): o 44,493.

ITpumep 111. TTonyuaenne coennuenus 111.

,o

P

PactBop xucnotsr VI (100 mr, 0,17 mmoins), HATU (161 wmr, 0,42 MMOJIB), aMyH, TOTYYEeHHBIH B IpuMepe X
(65 wmr, 0,34 mmonb), 1 NMM (93 Mk, 0,85 mmons) nepemernuBarot B IM® (1 min) B Teyenue Houn npu KT. Pac-
TBOpP KOHIEHTpUPYIOT 1 ounmarotT BOXKX J[xuicon ¢ nomydennem coenunenust 111 (97 mr, 75%) B Buze tBepmo-
ro BelecTBa Oeoro 1seta. JlaHHbIe 'H SIMP-cniektpockormu (300 MI'n, CD;0D): 6 8,39 (d, J =9,0 T'i, 1H), 8,10
(d, J =9,3 T'i, 2H), 7,79 (m, 2H), 7,63 (s, 1H), 7,58 (s, 1H), 7,39 (d, J =8,8 'y, 1H), 5,87 (m, 2H), 5,30 (d, J =9,6
I'u, 1H), 5,18 (d, J =9,0 I'u, 1H) 4,78 (m, 3H), 4,20 (s, 1H), 4,05 (s, 3H), 2,80 (m, 1H), 2,50 (m, 1H), 2,10 (m, 1H),
1,62 (m, 2H), 1,40 (m, 2H), 1,05 (s, 9H), naunHbIe lp SAMP-criektpockormu (121,4 MI', CD;0D): & 37,043.
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ITpumep 112. INonydenue coenunenus 112.
/0

o) o]

AmuH ¢ochunara P1 momydaroT, kak onmucaHo B mpuMepe 17, u CBA3BIBAIOT ¢ coequHeHneM V1. JlanHble
'H SAMP-cnektpockomnuu (300 MI', CD;CN): & 8,25 (d, J = 9,0 'y, 1H), 8,06 (m, 2H), 7,80 (m, 1H), 7,63 (m
3H), 7,31 (m, 2H), 6,50 (m, 1H), 5,89 (m, 2H), 5,64 (bs, 1H), 5,04 (d, J =16,5 T'u, 1H), 4,91 (d, J =10,5 I'u, 1H),
4,62 (m, 3H), 4,20 (m, 1H), 3,98 (m, 4H), 2,67 (m, 1H), 2,39 (m, 1H), 1,90 (m, 1H), 1,89-1,23 (m, 12H), 1,05 (s,
9H), nauusie *'P IMP-cniextpockormuu (121,4 MI'i, CD;CN): & 33,463. )KX/MC = 759 (M'+1).

IIpumep 113. TTonyuenne coennuenus 113.

/o
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AmuH ¢ochunara P1 momydaroT, kak onucaHo B mpuMepe 18, u cBs3bIBalOT ¢ coequHenneM V1. JlanHbie
'H SAMP-cniekrpockomnuu (300 MI'n, CD;0D): & 8,36 (d, J = 9,6 ', 1H), 8,08 (m, 2H), 7,76 (m, 3H), 7,65 (m,
1H), 7,55 (m, 1H), 7,39 (dd, J = 2,15 9,6 T'u, 1H), 6,63-6,41 (m, 1H), 5,96 (m, 2H), 5,81 (bs, 1H), 5,25 (d, J
=16,8 I'u, 1H), 5,07 (d, J =12,0 T'u, 1H), 4,65 (m, 2H), 4,44 (bs, 1H), 4,15 (m, 1H), 4,04 (m, 4H), 2,77 (m, 1H),
2,43 (m, 1H), 2,10 (m, 3H), 1,69-1,33 (m, 8H), 1,05 (s, 9H), nauusie °'P SIMP-crekrpockormu (121,4 MI',
CD;0D): § 33,412 KX/MC = 759 (M"+1).

[Ipumep 114. TTonyuenne coenuuenus 114.

/o

JNaunsie 'H SAMP-cnekrpockonuu (300 MI', CD;0D): ¢ 8,37 (d, J = 9,0 I'u, 1H), 8,09 (m, 2H), 7,77 (m,
3H), 7,67 (m, 1H), 7,53 (m, 1H), 7,38 (m, 1H), 5,98 (m, 1H), 5,84 (bs, 1H), 5,24 (d, J = 16,8 ', 1H), 5,07 (d, J
=10,2 T'u, 1H), 4,70 (m, 2H), 4,46 (bs, 1H), 4,17 (m, 1H), 4,06 (m, 4H), 2,80 (m, 1H), 2,54 (m, 1H), 2,21 (m,
1H), 1,98 (m, 3H), 1,69-1,33 (m, 8H), 1,05 (s, 9H), nannsie 3lp SAAMP-cnekrpockonuu (121,4 MI'n, CD;0D): &
10,616. JKX/MC =757 (M™+1).

IIpumep 115. TTonydenne coennuaenus 115.
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AwmuH Qocdunara P1 momydaror, kak onncano B npuMmepe 35, U CBA3BIBAIOT ¢ coequHeHneM VI. JlanHble
'H SIMP-criextpockoruu (300 MI'tr, CD;OD): & 8,38 (d, J = 9,3 T'u, 1H), 8,10 (m, 2H),7,77 (m, 3H), 7,65 (m,
1H), 7,55 (m, 1H), 7,24 (m, 1H), 5,98 (m, 1H), 5,87 (bs, 1H), 5,27 (d, J =17,1 ', 1H), 5,08 (d, J =10,5 I'u, 1H),
4,72 (m, 2H), 4,46 (bs, 1H), 4,17 (m, 1H), 4,07 (m, 4H), 2,83 (m, 1H), 2,48 (m, 1H), 2,09 (m, 1H), 1,97 (m, 3H),
1,69-1,33 (m, 10H), 1,05 (s, 9H), nanusie lp SIMP-cnekrpockomuu (121,4 MI't, CD;0D): 540,676. XXX/MC =
809 (M'+1).

ITpumep 116. ITonydenne coenuuenus 116.
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AwmuH Qocdunara P1 momydaror, kak onncano B npuMmepe 83, U CBA3BIBAIOT ¢ coequHeHneM V1. JlanHbie
'H SAMP-cniektpockonmu (300 MI'n, CD;0D): 6 8,39 (d, J =9,6 ', 1H), 8,10 (dd, J = 1,2 'y, 5,4 T', 2H), 7,77
(m, 5H), 7,68 (s, 1H), 7,55 (s, 1H), 7,38 (m, 2H), 6,30 (m, 2H), 5,89 (m, 1H), 5,82 (s, 1H), 5,20 (d, J = 17,1 I'Ly,
1H), 5,07 (d, J = 8 T'u, 1H), 4,75 (m, 2H), 4,51 (b, 1H), 4,17 (s, 1H), 4,07 (s, 3H), 3,35 (m, 2H), 2,78 (m, 1H),
2,50 (m, 1H), 2,10 (m,1H), 1,41-1,78 (m, 8H), 1,04 (s, 9H), nanusie 3lp SIMP-cniektpockoruu (121,4 MTI'1,
CD;0D) & 39,32. JKX/MC = 799 (M"+1).

IIpumep 117. Tlonydenne coenuuenus 117.
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AmuH dochunara P1 momydaroT, kak onucaHo B mpuMepe 87, U CBA3BIBAIOT ¢ coequHenneM V1. JlanHble
'H SAAMP-cnekrpockomnuu (300 MI', CD;0D): 6 8,39 (d, ] =9,6 'y, 1H), 8,10 (dd, J = 1,2 'y, 5,4 I'u, 2H), 7,77
(m, 5H), 7,68 (s, 1H), 7,55 (d, J = 2,1 T'u, 1H), 7,42 (m, 2H), 5,89 (br, 1H), 5,75 (m, 1H), 5,10 (d, J = 17,1 I'L,
1H), 4,80 (d, 1H), 4,69 (m, 2H), 4,51 (b, 1H), 4,17 (s5 1H), 4,07 (s, 3H), 3,72 (m, 2H), 2,78 (m, 1H), 2,50 (m,
4H), 2,17 (m,1H), 1,41-1,78 (m, 8H), 1,04 (s, 9H), nanusie 3lp SAAMP-cnekrpockonuu (121,4 MI'i, CD;0D):
24,93. KX/MC = 830 (M'+1).

IIpumep 118. TTonyuenne coennuenus 118.
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AwmuH Qocdunara P1 momydaror, kak onncano B npumepe 88, n cBA3BIBAIOT ¢ coequHeHneM VI. JlanHble
'H IMP-cniextpockomuu (300 MI't, CD;0D): & 8,37 (d, 1H, J = 9,3 T'w), 8,05-8,17 (m, 2H), 7,70-7,83 (m, 3H),
7,68 (s, 1H), 7,50-7,62 (m, 2H), 7,35 (dd, 1H, J =9,3 u 2,1 I'y), 5,89 (br, 1H), 5,72 (dt, 1H, ] = 17,1 u 9,9 I'n),
5,09 (d, 1H, J=17,1 T'm), 4,70-5,04 (m, 4H), 4,51 (br, 1H), 4,21 (br, 1H), 4,04-4,18 (m, 1H), 4,05 (s, 3H), 3,36-
3,50 (m, 2H), 2,82-2,94 (m, 1H), 2,80 (s, 3H), 2,50-2,65 (m, 1H), 2,09 (br m, 1H), 1,32-1,80 (m, 9H), 1,05 (s,
9H), mannsie °'P SIMP-criekrpockormu (121,4 MI', CD;0D): & 33,449. )KX/MC = 830. (M*+1).

ITpumep 119. INonydenue coenunenus 119.
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Kucnory VI (85 mr, 0,14 mMons) cycrienaupyioT B 1 mir JIM®. lo6asmsror HATU (133 wmr, 0,35 MMoib),
(1-aMuHO-2-BUHIIIITUKIIONIPOTTHI )KapOamormMeTiidochuHoByI0 Kucioty (59 mr, 0,29 mmons), a 3atem NMM
(77mxka, 0,70 mmonb). PactBop nepemernBaioT B TeueHue Houu npu KT. Cmeck ounmaior ¢ nomoribio BOXX
Jxuicon ¢ momydyenueM coenuHenus 119 (30 mr, 27%) B Bue TBepAOTo BemiecTBa Oeyoro 1pera. JJaHHbIe 'H
SIMP-cnexrpockonmu (300 MI'm, CD;0D): 6 8,39 (d, J =9,0 I'n;, 1H), 8,10 (d, J =9,3 I';, 2H), 7,79 (m, 2H), 7,63
(s, 1H), 7,58 (s, 1H), 7,39 (d, J =8,8 I';, 1H), 5,87 (m, 2H), 5,83 (s, 1H), 5,22 (d, J =9,6 'y, 1H), 5,13 (d, J =9,0
I'u, 1H), 4,78 (m, 2H), 4,50 (s, 1H), 4,20 (s, 1H), 4,05 (s, 3H), 3,15 (m, 1H), 2,80 (m, 1H), 2,50 (m, 1H), 2,10
(m, 1H), 1,62 (m, 4H), 1,40 (m, 2H), 1,05 (s, 9H), nannbIe 3p SAMP-criektpockormm (121,4 MI', CD;0D): o
36,428.

ITpumep 120. ITonyuenue coenunenus 120.

o

Kucnory VI (76 mr, 0,13 mmons) cycnenaupytot B 1 ma JIM®. Jlo6asmsror HATU (123 mr, 0,32 MMoib),
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(1-aMUHO-2-BUHIIIIUKIIONPOIHI )METHIIKapOaMOrIMe THI(PochUHOBYIO KHCIOTY (56 Mr, 0,26 MMoinb), a 3aTteM
NMM (71 mxkx, 0,65 MmMois). PactBop nepememmuBarot B TeueHue Houu npu KT. CMech o4nIIaOT ¢ MOMOUIbIO
BOXX Dxuicon ¢ momyderueM coequaenus 120 (93 mr, 91%) B Buae TBepaoro BemecTsa Oenoro mnsera. Jan-
uete 'H SAMP-cnekTpockomnuu (300 MI', CD;0D): & 8,39 (d, J =9,0 T'u, 1H), 8,10 (d, J =9,3 ', 2H), 7,79 (m,
2H), 7,63 (s, 1H), 7,58 (s, 1H), 7,39 (d, J =8,8 I'n;, 1H), 5,87 (m, 2H), 5,30 (d, J =9,6 I'y, 1H), 5,18 (d, J =9,0 I'Ly,
1H), 4,78 (m, 3H), 4,20 (s, 1H), 4,05 (s, 3H), 3,30 (m, 1H), 3,20 (d, 1H), 3,18 (m, 3H), 2,87 (s, 3H), 2,80 (m,
1H), 2,50 (m, 1H), 2,10 (m, 1H), 1,62 (m, 2H,), 1,40 (m, 2H), 1,20 (d-3H), 1,05 (s, 9H), naunsie °'P SIMP-
cnekrpockornuu (121,4 MI', CD;0D): ¢ 37,802.

IIpumep 121. TTonyuenne coenuuenus 121.

Kucmory VI (100 mr, 0,17 mmoins) cycnermupytor B 1 ma JIM®. Jlo6asisror HATU (161 wmr, 0,42
MMOJIb), (1-aMUHO-2-BHHUJIIMKIONPOITNI ) TUMETIIIKapOaMmounmeTridochuHoByto  kucioty (78 wmr, 0,34
MMOJIb), a 3aTeM NMM (93wmxki, 0,85 mmous). PacTBop mepeMemmuBaroT B TeueHne Houu nipu KT. Cmech oum-
matoT ¢ nomorpsio BOXX [Ixuncon ¢ nomyuennem coequnenns 121 (112 mr, 82%) B BuIe TBEpIOro BELIECTBA
Oenoro 1Bera. JlaHHbBIC 'H SIMP-cnektpockonuu (300 MI', CD;0D): ¢ 8,39 (d, J =9,0 I', 1H), 8,10 (d, J =9,3
I'y, 2H), 7,79 (m, 2H), 7,63 (s, 1H), 7,58 (s, 1H), 7,39 (d, J =8,8 I'y, 1H), 5,87 (m, 2H), 5,30 (d, J =9,6 I'y, 1H),
5,18 (d, J =9,0 I', 1H), 4,78 (m, 3H), 4,20 (s, 1H), 4,05 (s, 3H), 3,30 (m, 1H), 3,20 (d, 1H), 3,18 (m, 3H), 2,87
(s, 3H), 2,80 (m, 1H), 2,50 (m, 1H), 2,10 (m, 1H), 1,62 (m, 2H,), 1,40 (m, 2H), 1,05 (s, 9H), nannse *'P SIMP-
cnekrpockormu (121,4 MI', CD;0D): 6 37,043.

ITpumep 122. Ilonydenue coenunenus 122.
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Coenunenne 94 (200 mr, 0,27 mmoinb) pactBopsoT B ACN (5 mir) ¢ mocneayromuM gooasneaneM TEA (1
wi1) ¥ pactBop HarpeBaroT npu 70°C B teuenue 10 mun. K Harperomy pactBopy N00aBiIAIOT M300YTHIIXJIOP-
METWIKapOOHAT U PEaKIOHHYI0 CMECh Jlajiee HarpeBaloT B TEUCHUE S5 4. 3aTeM peakIMOHHYI0 CMECh OXJIaXK/a-
o1 10 KT u pacTBopuTen yaanusioT MpU TMOHWKEHHOM JaBlieHHH. HeodnIeHHBIH MpOAYKT OYHINAIOT o0Opa-
meHHo-¢pa3oBoi npemapatuBHoi BOXKX ¢ mocnenyromeii mopunmsarueit ¢ momydernnem 102 Mr nposiekapct-
BeHHOH Gopmbl pocdunrarta ¢ BErxogoM 49%.

JNaunusie 'H SAMP-cnekrpockomnuu (300 MI'n, CD;0D): & 8,01-7,95 (m, 3H), 7,57-7,48 (m, 3H), 7,39 (s,
1H), 7,26 (m, 1H), 7,09 (m, 1H), 6,78-6,70 (m, 1H), 5,98-5,55 (m, 4H), 5,35-5,10 (m, 2H), 4,74-4,64 (s, 1H),
4,55-4,52 (m, 2H), 4,29-4,26 (m, 1H), 4,07-4,03 (m, 1H), 3,95-3,81 (m, 4H), 3,34-3,31 (m, 1H), 2,69-2,63 (m,
1H), 2,38-2,13 (m, 2H), 1,99-1,33 (m, 12H), 1,31-0,80 (m, 18H), manHsIe 3p SAMP-cniekTpockonuu (121,4 MI'm,
CD;0D): 53,15 (s, *'P); dKX/MC: M+1 = 863.

ITpumep 123. ITonydenue coenunenus 123.
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Cranus 1. K qunentuny (1,0 T, 2,70 Mmons), pactBopenaomy B 20 ma TI'®, nobasmsror DSC (1,38 1, 5,40
MMoJIB), a 3ateM NaH (60% nucnepcus B MmuHepanbHOM Macie) (270 mr, 6,75 MmMounb). Peakiuro HarpeBaroT ¢
00paTHBIM XOJIONMIBHUKOM B TedeHHUe 6 4, racar nobasieHueM 120 mi 1M pacreopa HCI B Boze, sxcTparupy-
o1 EtOAc m cymar ¢ ucronbp3oBanueM 0e3BOJHOTO CyibdaTta MarHus. OpraHndeckyro a3y KOHICHTPUPYIOT
0T BAKyyMOM, pacTBopsitoT B 6 M1 DCM 1 BHOCAT B KOJIOY JUTsI MUKPOBOJIHOBO# meun. K pacTBopy m00aBistoT
2-niuniepuanH- 1 -mi-5-rpudropmermndernnamud (1,98 mr, 8,10 mmonp). Konly 1st MEKPOBOJTHOBOH Tedw 3a-
MEeYaThIBAIOT W TIOMEMAIOT B MUKPOBOJHOBYIO Tieub. Peakiuio HarpeBatoT mo 65°C B Tedenme 1 4. Peakmuro
OUYMINAIOT XpoMaTorpaduei Ha cunukareie, ucnons3ysa SiO, (amoupyror 0-100% EtOAc/rekcanom), momydas
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HEOUHIIEHHOE COeIMHEHHE B BHJIE TBEPJIOTo BemecTsa xkenroro nsera (1,0 T, 58%). JKX/MC = 641 (M'+1).

Cranus 2. K Heounmennomy npoaykry (100 mr, 0,156 mmous), pactBopeHHOMY B 1,5 MI1 mUpHIuHA, 10-
Gasistror Nal (467 wmr, 3,12 mmons). Peaknuto Harpesatot 10 115°C B Teuenue 6 4. [Tocie oxmakJaeHUs CHOBa
1o KT nupuawe yaanstoT moa BHICOKUM BakyyMoM. HeouumeHHbIH mpoayKT pacTBOpsioT B 2 mi H,O 1 mpoMelI-
BAalOT AWATUIIOBBIM 3dupom (2x5 mi) u moxsoaar o pH 2 nobasnenuem 3 M pactBopom HCI B Bome. Heoun-
IIEHHYIO KUCJIOTY BBIIEILIIOT ImyTeM akcTpakimn EtOAc (2 x 30 MiT) M HCTIONIB3YIOT Ha clieylomei craaun 6e3
JanpHelmed ounctku. K HeounmeHHOH kucimotre mM00aBisiOT (1-aMHHO-2-BHHUIITUKIONPOITHI)METHIPOoChHH-
HOBYIO KHCIOTY (mosrydernyto B pumepe 1) (50 mr, 0,312 mmoins), HATU (148 mr, 0,390 mmons), NMM (79
Mmr, 0,78 mmons) u IM® (5 mi). Peakmuro nepememuBaroT nipu KT B Teuenue 12 4. PeakumoHHBIA pacTBOp
GUIBTPYIOT M OYMIIAIOT OOparneHHo-¢pa3oBoit BOXKXX (amoupyrot 10-75% H,O/CH3CN) ¢ noixy4eHnem coean-
Henns 123 B Buje TBepOro BemecTsa Genoro useta (45 Mr, 37%), nanusie 'H SIMP-crektpockommn (300 MI ',
CD;CN): & 7,39 (m, 3H), 6,11 (br, 1H), 5,85 (m, 1H), 5,41 (bs, 2H), 5,21 (m, 1H), 5,03 (m, 1H), 4,90-4,40 (m,
6H), 4,33 (m, 1H), 3,90 (m, 1H), 2,95-2,80 (m, 6H), 2,45-2,35 (m, 2H), 2,17-2,07 (m, 1H), 1,85-1,33 (m, 17H),
1,02 (s, 9H), mannsie °'P SIMP-criektpockommu (121,4 MI', CD;CN): & 51,297, )KX/MC: 770 (M'+1).

IIpumep 124. Ilonydenue coenunenus 124.
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Cramus 1. Tper-Oyrtunosslit adup S-runpoxcu-1,3-dl-rugponzonnnon-2-kapbonoBoit kucnors! (2,00 T,
0,85 mmonb) u 2-xmop-N,N-mumerwmatunamun ruapoxiopun (1,47 r, 1,02 mMmons) pactBopsitor B 20 M
CH;CN. JlobaBisitoT kap6oHar ne3us (6,92 r, 2,12 Mmonb) U pacTBop HarpeBatoT g0 65°C B teuenue 18 u.
Cwmecs oxmaxnatoT 10 KT u TBepmoe BemiecTBo OTQUILTPOBEIBAIOT. OUIBTPAT KOHIEHTPUPYIOT M OCTATOK pac-
TBOpsIIOT B 15% MeOH/CH,Cl,, npomsiBator H,O (x2), cymar Na,SO,, ¢uiabTpyroT u KoHueHTpupyloT. He-
OYHIIICHHBIN TIPOAYKT OYMINAIOT, UCTIONB3Ys KOJOHOUHYIO Xpomarorpaduto Ha cuinukarene ¢ CH,Cl,/MeOH c
nosnyuenreM amuna (2,50 T, 19 %) B BHIE BOCKOBOTO TBEPIOTO BEIIECTBA KOPHUYHEBOTo mpera. Jammsie 'H
SAMP-cnexrpockomnuu (300 MI'n, CDCl3): & 7,16 (m, 1H), 6,85 (m, 2H), 5,30 (s, 1H), 4,61 (t, 4H), 4,08 (m, 2H),
2,77 (m, 2H), 2,35 (s, 6H), 1,51 (s, 9H).

Cramus 2. Amun (480 mr, 1,57 MmMois) obpabatsiBatotr 5 Ma 4H HC/1,4-nmnokcanom u 2 mur CH,Cl,. Pe-
aKIIMOHHYIO CMeCh IepeMemuBaioT B TeueHne Houn npu KT. PacTBop KOHIIEHTpHUPYIOT M BEITIAPHBAIOT COBME-
cTHO ¢ ToiryosioM (x2), CHCl; n cymar nog Bakyymom, roiyyast auamuH (416 mr, 95%) B BHIE TBepOTO Bellle-
CTBa TEMHOTO IIBETA.

Cramus 3. Jlunentu, METHIIOBBIA CIOXKHBIA 3Gup 1-(2-IUKIONEHTHIOKCHKAPOOHUIAMUHO-3,3-THMETHII-
OyTHpHIT)-4-rHAPOKCU-TIMPPOINANH-2-KapOoHOBOH kucaoTh (200 mr, 0,54 Mmois) pactBopsitoT B 2 Mt CH,Cl,
u nob6asistor CDI (109 mr, 0,67 mmoins). Cmeck nepememuBatot pu KT B Teuenne 5 4. K peakunu no6aBisor
cMmech TpraTmiamuna (0,24 mi, 1,72 mmons) u auamus (377 wmr, 1,35 mmons) B 1 Mmn CH,Cl,. Peakumonnyro
cmech nepememmmnBaroT mpu KT B TedeHne Houn. PacTBOp KOHICHTPUPYIOT W MPOIYKT PACHPEACISIOT MEXIY
H,0 u 15% MeOH/CH,Cl, (x3). Opranuyeckuii ciod KOHIECHTPUPYIOT B OYHINAIOT, Hermonb3yst BOXKX Jhxmni-
COHA C TONyYeHHEeM CII0%KHOro 3dupa (277 mr, 85%), mamusie 'H SIMP-crexrpockormu (300 MI'n, CDCly): &
7,16 (d,J=8,3 T'n, 1H), 7,08 (d, J = 8 I'u, 1H), 6,85 (m, 2H), 6,73 (s, 1H), 5,38 (s, 1H), 5,21 (d, ] = 9,5 I'y, 1H),
4,72 (t, 2H), 4,66 (m, 2H), 4,25 (m, 2H), 4,05 (m, 2H), 3,79 (s, 3H), 2,79 (m, 2H), 2,54 (m, 1H), 2,47 (s, 6H),
2,22 (m, 1H), 1,61 (m, 1H), 1,55 (m, 2H), 1,45 (m, 2H), 1,04 (s, 9H).

Cramus 4. Cnoxubrit a¢up (275 mr, 0,46 mmonb) pacteopsor B 4 min H,O/CH3;CN (1/1) u noGaBistioT
NaOH (183 wmr, 4,60 mmoib). Peakonnyro cMech nepemermuBaroT B Tedenue 1 9 mpu KT. CH;CN ynpansior B
BaKyyMe U BOJHBIHN CIIOH MOAKHCIAIOT, uctonb3yst 1H HCI. Ipoxykr skcrparupytor 15% MeOH/CH,CI, (x 3),
cymat Hag Na,SOy, GuasTpyroT U KoHIEeHTpupytoT. Heounmennsnit nmponykt (201 mr, 75%) cBs3bIBaioT ¢ ¢doc-
(uHOBOM KHCIOTOH (cM. puMep 1) ¢ momydeHneM coeauHeHus 124 (52 mr, 21%) B Buze meHbI Oenoro IBera.
Jannsie 'H SAMP-cnekrpockomnuu (300 MI'u, CD;0D): 8 7,29 (d, J = 8,6 T'u, 1H), 7,19 (d, ] = 8,2 'y, 1H), 7,01
(m, 2H), 5,96 (m, 1H), 5,31 (s, 1H), 5,12 (d, J = 10,7 T'm, 1H), 4,68 (t, 2H), 4,50 (t, 1H), 4,38 (s, 1H), 4,14 (s,
1H), 3,84 (d, 1H), 3,62 (m, 2H), 3,31 (s, 3H), 2,98 (m, 6H), 2,44 (m, 1H), 2,21 (m,1H), 2,18 (m, 1H), 1,61 (m,
1H), 1,55 (m, 2H), 1,45 (m, 2H), 1,04 (s, 9H); naunsie *'P SIMP-cniexrpockomu (121,4 MI', CD;0D): & 47,57.

IIpumep 125. Tlonydenne coenuuenus 125.
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®ocdunoByro kucnory (10 mr, 1,3 mxmons) pacteopsitor B H,O (0,2 mi) n obpabarsiBator 0,1H NaOH
st moasenenust pH 11. Cmecs mmodunmsupyrot, pactBopstor B NMP (0,3 min) u narpesatot 10 60°C. /lo6aB-
nsitoT TEA (7 M) n m3o0yTmmxmopmermikapoonar (19 mr, 0,013 MMoip). PeakuonHyto cMech mepemMeriBa-
toT mipu 60°C B Teuenue 1 4. Peakimonnyto cmech oxmaxaaroT 10 KT u ounmmaroT ¢ momomsio BOXX, nomyqas
4,5 mr coeuuerns 125 ¢ BoixogoM 39%. Haunusie 'H SAMP-cnekTpockomnuu (300 MI'i, CD;0D): ¢ 8,30 (d, J =
9,3 I', 1H), 8,20 (s, 1H), 7,80 (m, 2H), 7,35 (d, J = 9,0 T'u, 1H), 6,05 - 5,60 (m, 4H), 5,40 (m, 1H), 5,20 (m,
1H), 4,65 (m, 2H), 4,45 (wupoxwuii, s, 1H), 4,20-4,00 (m, 7H), 2,80 (m, 1H), 2,45 (m, 1H), 2,20 (m, 1H), 1,80-
1,45 (m, 10H), 1,40-1,22 (m, 14H), 1,00 (m, 10H); nannsie 3lp SAMP-cnexrpockornuu (121,4 MI'u, CD;0D):
57,17, 52,94; XKX/MC: 913.

IIpumep 126. ITonydenne coenuuenus 126.
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Crnenyromue 3KCIIEPUMEHTATBHBIC CIIOCOOBI ONHM3KU K OMUCAHHBIM JUI TOTYYCHUS COeAMHEHUs 125, mo-
ny4arotr 18,4 mMr coenunenus 126. Jlanubie 'H SAMP-cnektpockonmu (300 MI', CD;0D): 6 7,91-8,15 (m, 5H),
7,31-7,66 (m, 7H), 7,23 (s, 1H), 7,07 (d, 1H, J = 8,7 'm), 5,79-6,10 (m, 3H), 5,45-5,56 (br m, 1H), 5,34 u 5,28
(mBad, 1H, J=-11Tm), 5,17 u 5,08 (mBa d, 1H, J =~11 T'n), 4,73 (br m, 1H), 4,46-4,57 (br m, 2H), 4,26 (s, 1H),
3,98-4,08 (m, 1H), 3,95 u 3,91 (mBa S, 3H), 2,56-2,70 (m, 1H), 2,23-2,38 (m, 1H), 2,09-2,23 (m, 1H), 1,37-1,83
(m, 13H), 1,05 u 1,02 (gBa s, 9H), naHHbIC lp SAMP-cnekTpockomun (121,4 MI', CD;0D): 6 57,517, 53,031.
KX/MC =867 (M'+1).

IIpumep 127. Tlonydenne coenuuenus 127.
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Coenunenne 94 (200 mr, 0,27 mmons) pactBopsitoT B ACN (5 mur) ¢ mocnenyromuMm nobasnennem TEA (1
MJ) U pactBop HarpeBatoT npu 70°C B Teuenue 10 muH. K HarpeToMy pacTBopy 100aBISIOT W300yTHIXIOpME-
THJIKapOOHAT U PEaKIMOHHYIO CMECh Jajee HarpeBaloT B TeUEHUE 5 4. 3aTeM PeakIHOHHYIO CMECh OXJIKIAIOT
1o KT u pacTBopuTenyu ynansioT NpH MOHWKEHHOM JaBJIcHHH. HeouneHHbIi NPOayKT OYHMIAIOT OOpalieHHO-
(a3zoBoii mpenaparuBHoit BOXKX ¢ nocnenyronueit mmopmimmsanueii, momaydas 102 mr nposexapcTBeHHOH (op-
MBI (pocunata ¢ Berxogom 49%. Jauusie 'H SIMP-criekrpockommu (300 MI'n, CDCLy): & 8,06-8,01 (m, 3H),
7,56-7,48 (m, 4H), 7,21-7,01 (m, 3H), 6,14-6,08 (m, 1H), 5,87-4,98 (m, 6H), 4,59-3,97 (s, 8H), 3,34-3,31 (m,
1H), 2,58-2,52 (m, 2H), 2,20-1,96 (m, 1H), 1,70-1,04 (m, 26H), nanubIe p SAMP-cnextpockonuu (121,4 MI'n,
CDCly): 51,12 (s, *'P); XKX/MC: M+1= 835, M+Na = 857.

[Tpumep 128. TTonydenne coenuuenus 128.
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Coenunenne 94 (100 mr, 0,14 MMOHB) PACTBOPSIIOT B TUpHUAUHE (3 MIT) C MTOCIEAYIOMNUM T00aBIEHUEM M-
Cl denona (175 mr, 1,37 Mmmoib) U pactBop HarpesatoT mpu 60°C B Teuenune 10 muH. K HarpeTomy pactBopy
J00aBIAIOT AUIUKIOTeKCHIKapooauumu (169 mr, 0,82 MMOJIB) U peakIMOHHYIO CMeCh Jaliee HarpeBaioT B
TedeHue 3 4. 3aTeM peakIMoHHYI0 cMech oxiaxkaaoT g0 KT u pacTBopuTenn ymajsioT IpH MOHKECHHOM IaB-
neHud. Pa30aBisioT peakoHHy0 cMech EtOAC 1 OTQHUIBTPOBBIBAIOT TBEPABIC BEICCTBA. Y ANSIOT PACTBOPU-
TeNb TPU TOHIKCHHOM JaBIICHHM W OYHWINAIOT HEOYMIICHHBIH MPOIYKT KOMOHMIKCIpecc-XxpoMaTorpaduci
EtOAc/Hex, monyuas 46 Mr mpojieKapcTBeHHON (opmbl docunata ¢ Bbixomom 40%. Jammeie 'H SIMP-
cnekrpockonmn (300 MI'y, CDCl): 6 8,10-7,99 (m, 2H), 7,57-6,99 (m, 10H), 5,89-5,83 (m, 1H), 5,41-4,93 (m,
4H), 4,73-3,96 (m, 5H), 3,15-2,80 (m, 2H), 2,56 (m, 1H), 2,05-0,91 (m, 27H), nanusIe 3p SIMP-crieKTpoCKOII
(121,4 MI'y, CDCly): 51,12 (s, 31P); XKX/MC: M+1 = 843.

uu
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ITpumep 129. Ilonydenue coenunenus 129.
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Coenunenne kuciotsl 58 (128 mr, 0,14 mmons) pactBopstor B CH3CN (2,5 mum) m Harpesatot 10 65°C B
tedenue 10 mun. JloGasmsrotr TEA (0,2 mi, 1,41 MmMonp) u no6asmssror BOMCI (480 mr, 2,82 MmMoib). Peakiu-
OHHYIO cMech nepeMernBatoT npu 65°C B Teuenue 24 u u oxnaxaatoT A0 KT. Peakuuto racat H,O u ynapusa-
I0T OpraHUUYeCcKue pacTBOpUTeny. Boauslil cioif sakcTparupyot EtOAc. Boanslit cnoit moasoasar ao pH 2 u ake-
tparupyrotr EtOAc. O0benuneHHbIe opranndeckue cion cymar Na,SO4, GUIBTPYIOT M KOHIEHTpUpYIOT. He-
OUYMILICHHBIN MPOAYKT ouniaroT ¢ nomounsio BOXX, nonyyas 10 mr coenunenus 129.

ITpumep 130. ITonydenue coenunenus 130.
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K pactBopy coemunenwmst 35 (725 mr, 0,831 mmonp) B CH3CN (20 M) mobasnsitor TEA (1,16 mi, 0,831
MMOJIb) U pacTBop HarpesaroT nipu 70°C B Teuenue 10 muH. 3aTem Kk peaknuonHow cMecu nobasistor POC-Cl u
MPOJIOJDKAIOT HarpeBaHue B TedeHune 5 4. CMech KOHICHTPUPYIOT MPH MOHW)KEHHOM JIaBJICHUU W OYHIIAIOT 00-
parHo-dazosoit BOXKX ¢ nonyuennem 219 mr nposnekapcrBenHo# Gopmbl pocdunara ¢ Beixogom 27%. JlaHHbIe
'H SIMP-cniexpockomuu (300 MI'i, CD;0D): & 8,89 (s, 1H), 8,30 (m, 1H), 8,18 (s, 1H), 7,76 (s, 1H), 7,35-7,23
(m, 6H), 6,03-5,77 (m, 2H), 5,57-5,28 (m, 3H), 5,15-5,01 (m, 2H), 4,86-4,65 (m, 2H), 4,45 (s, 1H), 4,22-4,05
(m, 5H), 3,65-3,20 (m, 2H), 2,81-2,74 (m, 2H), 2,50-2,44 (m, 2H), 2,18-2,15 (m, 1H), 1,77-1,23 (m, 23H), 1,19-
0,97 (m, 10H), nanHsIe 3lp SAMP-cnekrpockonmu (121,4 MI', CD;0D): 48,55; KX/MC: M+1 = 989.

ITpumep 131. ITonydenue coenunenus 131.
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Crnenyromue 3KCIIEpUMEHTATIBHBIC CITOCOOBI OJIM3KK ONMMCAHHBIM JUIS MOJIy4YeHus coeauHeHus 130, momy-
yaroT 15 Mr coenuaeHus 131. JlanHbie 'H SIMP-cniektpockonuu (300 MI'n, CD;0D): 6 8,05 (d, 1H, J = 9,6 I'm),
7,48 u 7,46 (nBa s, 1H), 7,43 (s, 1H), 7,36 (d, 1H), 7,04 (dd, 1H, J = 9,6 '), 5,76-6,06 (m, 1H), 5,56-5,76 (m,
2H), 5,48 (br, 1H), 5,26-5,38 (m, 1H), 5,14 (appt t, 1H, J = -12 I'n), 4,78 (br, 1H), 4,46-4,57 (m, 2H), 4,28 (s,
1H), 4,06 (br d, 1H, J = -11 '), 3,95 (s, 3H), 3,88-4,00 (m, 1H), 3,80 u 3,72 (mBa s, 3H), 2,94 (br m, 0,5H),
2,62-2,75 (m, 1,51H), 2,22-2,42 (m, 1H), 2,06-2,22 (m, 1H), 1,42-1,84 (m, 10H), 1,32 (d, 6H, J = 6,6 '), 1,27-
1,36 (m, 1H), 1,20 (appt t, 1H, J = 7,4 T'm), 1,06 u 1,04 (uBa s, 9H), nanHbIC lp SAMP-cnextpockonuu (121,4
MTI', CD;0D): & 57,608, 53,232. JKX/MC = 885 (M'+1).

ITpumep 132. Ilonydenue coenunenus 132.
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®dochunoByIO KHCIOTY (500 MT, 5,73 MMoub) u criupt (1,87 1, 57,3 MMmoub) pactBopstoT B JIM® (3 wmu).
Hob6asmstor PyBop (843 mr, 20,06 mmoins), TEA (0,4 mi, 28,65 mmone) u DMAP (14 mr, 1,15 MmMons). Peakiu-
OHHYI0 cMech nepeMemnBatoT npu KT B Teuenue 3 4 1 KOHIEHTPUPYIOT. IIpORyKT pa3fensioT MEXIy COJIEBBIM
pactBopoMm 1 CH,Cl, (3 x). Opranndeckuii cioii cymart Na,SO4 1 KOHIEHTpUPYIOT. OCTATOK OYHIIAIOT KOMOH-
JKcnpecc-xpoMaTorpadueit, momaydas 406 Mr MpoMeKyTOUHOTO CHITHMIIOBOTO d¢upa ¢ BeixogoM 60%. ITomyyen-
HBII B pe3ysbTare CHIMIOBBIH 3¢up (406 mr, 3,44 mmoins) pactBopsitor B TI'® (3 M) n nobasmsor 1,0 M
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TBAF B TT'® (0,43 mu, 4,3 MMonb). Peakiionnyio cMech IepeMeInnBaOT B Te4eHHE | 4 U KOHIEHTPUPYIOT.
[ponyxr pacnpenenstor mexay H,O u CH,Cl,. Opranuueckuii o KOHIEHTPUPYIOT M OYHINAIOT C TIOMOIIBIO
BOXX, momyuass 227 mr coemunaenus 132 ¢ Beixogom 70%. [lanHble 'H SIMP-cniektpockoruu (300 MTI1,
CDCl;): 6 8,80 (s, 1H), 8,20 (m, 1H), 7,80 (m, 2H), 7,65 (m, 3H), 7,45-7,17 (m, 6H), 5,80-5,65 (m, 2H), 5,40-
5,05 (m, 4H), 4,65 (m, 2H), 4,40-3,95 (m, 8H), 3,60-3,20 (m, 3H), 2,70 (m, 1H), 2,00 (m, 1H), 1,80-1,35 (m,
13H), 1,05-0,95 (m, 16H), nanusIe 3lp SAMP-cnekrpockomuu (121,4 MI'n, CDCly): 6 50,24, 48,92; XX/MC:
943.
IIpumep 133. Tonyuenne coenuuenus 133.
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Cramus 1. 4,5-Iumetun-2-okco-1,3-muokcoin (5 1, 43,82 mmons), NBS (8,19 1, 46,01 Mmmonb) u GeH30MI
nepoxcun (20 mr) pactBopsitotr B CCly (30 M) u HarpeBaroT 1o 80°C B TeueHue 1,5 4. PeaknimoHHYIO CMECh 0X-
naxnaoT 10 KT u TBeproe BemecTBO OT(GMIHTPOBEIBAIOT. PUIBTPAT KOHICHTPUPYIOT. OCTaTOK OYHIAIOT HA
KOJIOHKE C cuiuKareyeM, moiaydas 8,29 T 4-0poMMeTHII-5-MeTHII-2-0Kco-1,3-A10KcoIa B BUEC Maciia yKEeJITOTO
nsera. TEA (12 mur, 86,1 MMomb) AO0aBISIIOT MO KAaIUIM K PacTBOpy 4-OpOMMETHII-5-MeTHII-2-0Kco-1,3-
nmuokcona (6 T, 31,09 Mmonb) 1 MypaBerHOW KHUCHOTHI (3,36 Mi) B CH3CN (96 mun), momnepKuBast Ipyu dTOM
temrieptypy Huxe 20°C. Cmech nepememuBarot nmpu KT B Teuenue 2 94 1 KOHIEHTpHUPYIOT. [IpoaykT pacnpene-
nsroT mexnay HyO u EtOAc (3 x). Opranuueckuii cioii cymar Na,SO,, KOHICHTPUPYIOT U CYIIAT B BaKyyMme,
moJTydasi HeOurIeHHbIH opmuart. [lomyueHnslid B pesynbrate hopmuat pactBopsior B MeOH (40 mur) u no6as-
ot 0,5 M xonnenTpuposannoit HCL. Cmeck nepemermBatot npu KT B TedeHue 5 4, KOHUEHTPUPYIOT M yIia-
PUBaIOT COBMECTHO C TOJIyoJoM. HeouuieHHbIA NPOAYKT OYUIIAIOT HAa KOJIOHKE C CUJIMKareseM, moiuydas 2,8 T
4-TuPOKCUMETHII-5-MeTUI-2-0Kco-1,3-mnokcona ¢ BeixomoM 69%. JlanHble 'H SAMP-cnekrpockonuu (300
MTI'i, CDCl3): 6 4,40 (s, 2H), 2,60 (muupoxwuii, s, 1H), 2,20 (s, 3H).

®dochunosyro kucnoty (150 mr, 0,17 Mmoib) U 4-THAPOKCUMETHI-5-MeTHII-2-0Kc0-1,3-mokcomn (112 wr,
0,85 mmoib) pactBopsitoT B AM® (1 mu). o6aenstor PyBop (179 wmr, 0,34 mmons), TEA (0,07 M, 0,51 mmoib)
u DMAP (7 mr). Cmech nepememmBarot npu KT B Teuenue Houn. I[Iponykr pacnpenensioT Mexay BogHbIH Na-
HCO; u EtOAc (3x). Oprannueckwuii cioii npomsiBator NH4Cl u coneBeiM pactBopoM, cymar Na,SO4 1 KoH-
HeHTpUpYIOoT. HeouneHHslif mpoAyKT ouuiaT ¢ nomonibio BOXX, a 3aTeM Ha KOJOHKE C CHIIMKarejeMm, mo-
nyuast 40 mr coeuuenns (133) ¢ Beixogom 24%. Jauuste 'H SIMP-criektpockomuu (300 MI'n, CDCLy): & 8,00
(d, J=9,3 Ty, 1H), 7,5 (s, 1H), 7,40 (m, 2H), 7,30-7,20 (m, 5H), 7,00 (d, J = 8,7 I'n, 1H), 5,95-5,80 (m, 2H),
5,40-5,10 (m, 5H), 5,00 (mmpoxut, s, 1H), 4,70-4,40 (m, 5H), 4,00 (s, SH), 3,70 (m, 1H), 3,30 (m, 2H), 2,80 (m,
1H), 2,60 (m, 1H), 2,00-1,35 (m, 16H), 1,05 (m, 12H); nanHsie 3p SAMP-criektpockonuu (121,4 MI'u, CDCl;):
6 50,81, 47,39; XKX/MC: M+1 = 985.

IIpumep 134. TTonyuenne coenuuenus 134.
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Cramust 1. 1-Bensunostii 3¢up 2-Tper-0yTOKCHKapOOHMIAMUHO-TICHTAaHIUOeBOH KHCIOTH (4,06 T, 12
mmonb) 1 TEA (5 mi, 35,87 mmons) pactBopsitor B TT'® (60 mur) u oxnaxkaatot o 0°C. Dtunxnopdopmuar (3,4
w1, 35,7 MMoJIb) 100aBIsIOT 1o KarursiM. CMeck nepememnuBatoT pu 0°C B Tedyenne 5 MuH u HarpeBarotT 10 KT
B TeueHue | 4. Jlobasmsror NaBH, (1,88 1, 49,7 mMoins) ¢ nocnenyronmm nobasinenuem 1 karmmu HyO. Peakrm-
oHHYIO cMech nepememnuBatoT npu KT B Teuenue Houn. 4H HCl mobasnsror npu 0°C u skcrparupyrot EtOAc
(100 mur). Bognsrii cioii mpomsiator H,O (100 M), NaOH (2 x 100 mur), H,O (100 M) ¥ CONEBBIM pacTBOPOM
(100 mm). Oprannueckuii cinoit cymart Na,SOy, GUIBTPYIOT M KOHIEHTPUPYIOT. HeounieHHpIH NpOaYyKT O4n-
Iar0T KOMOMIKCTIpecc-xpomarorpaduei, momydas 2,89 r 6eH3unoBoro 3¢upa 2-tpeT-0yToKCHKapOOHHIAMUHO-
5-TUAPOKCUTIEHTAHOBOM KUCIIOTHI C BBIX0IOM 75%.

K pactBopy 6eH3MI0OBOTO 2dHUpa CIUPT 2-TPeT-0yTOKCUKAPOOHMIAMUHO-S5 -THIPOKCUTIEHTAHOBON KHCIIOTHI
(1,64 1, 5,07 mmonn) B adupe (15 M) gobasmsror Ag,O (4,08 T, 17,61 mmons) n ammmnopomua (2,6 mi, 29,87
MMoJIb). Peakimonnyto cMmech niepeMmemuBaioT pu KT B Teuenue Houu. PeakmmoHHyI0 cMech QUIBTPYIOT Yepe3
HEUT U KOHIEHTPHUPYIOT. HeoUnImeHHbIH MPOIYyKT OYUIIAIOT KOMOUAIKCIIpecc-xpomaTorpadueid, mosrydas 940
MT OEH3MIOBOTO 3(upa 5-aTUIoKCH-2-TpeT-0y TOKCUKapOOHMUIIaMUHOTIEHTAHOBOM KHUCJIOTHI.

Cranus 2. K pactBopy 6eH3mi10BOTO 3pupa S-aumminokcu-2-Tper-0yToKCHKapOOHMIaMHUHOIIEHTAHOBOW KH-
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ciotsl (5,95 1, 16,38 mmons) B CH,Cl, (100 mur) modasusiror 4H HCIL B 1,4-guokcane (100 mu, 400 MMos). Pe-
aKIMOHHYIO0 cMech nepeMemnuBaoT npu KT B TeueHne 2 4, KOHIEHTPUPYIOT W CYLIAT O] BaKyyMOM, HOJIydast
corms HC1 amuna. ITonydennyto B pesyaptare conb HCl amuna pactBopsitor B TI'® (150 mur) u H,O (25 mo).
Ho6asnstor TEA (7 mi, 50,2 MMoITb) 1 2,5-THOKCOTTUPPOIUINH- | -MITOBBINA CIIOKHBIN d()DHUP IUKIOTIEHTUIIOBOTO
cioxHoro 3¢upa kapOoHOBOH KucnoThl (3,92 T, 17,25 MMmons). Peaknmonnyio cMech nepememuBaior npu KT B
tedenue 1 4. Jlob6asisror H,O (200 MiT) 1 yMEHBIITAIOT KOJIMYECTBO OPTaHUIECKOTO PACTBOPUTENSI HA POTOPHOM
ucmapurene. OcraBuryrores cmech dkcrparupyrotr EtOAc (3 x 150 mur). OObeIMHEHHBIA OpraHUYCCKUNA CIION
npomeiBatoT 1H HCI, H,O u conebiM pactBopoM, cymaTt Na,SO,, KOHIEHTPUPYIOT U CyIIaT, moiy4as 6,41 T
CJIO’KHOTO 3(¥pa B BHJE HEOUNIIIEHHOTO POTYKTa.

Cnoxusrit 3¢up (6,41 1, 17,07 mmons) pactBopsitotr B TT'® (65 mm)/H,O (75 M) u gobasmstor LiOH (1,63
T, 38,85 MMonb). Peakumonnyto cmech nepememnBaioT pu KT B Teduenne Houn n pa3Boasat EtOAc. Peakunon-
HyI0 cMech moakucisioT 10 pH 2 ¢ momompio 1H HCI u pasgenstor. Boassrit cioii skctparupyrotr EtOAc (3 x
150 mi). OObeMHEHHBIE OPraHUYECKUE CIOM MPOMBIBAIOT COJICBBIM PacTBOpPOM, cymar Na,SO,, KOHLEHTpPH-
PYIOT ¥ CyIIaT TOJ BaKyyMoM, moiy4as 4,87 T 5-ainiokcu-2-IuKIONeHTHIOKCUKapOOHUIIAMAHO-TICHTaHOBO M
KHCJIOTBHI.

Cranus 3. K pactBopy npomeskyrounoro npoaykra XII (2,25 r, 3,07 mmoins) B CH,Cl, (20 mir) mobGasnsrot
4H HCI B 1,4-nnokcane (20 mi1, 80 mmons). Peaknmonnyto cmech nepememmBatoT npu KT B Tedenue 1 4, KoH-
HMEHTPUPYIOT M CYIIAT IO BakyyMowM, roydast coiab HCIl amuna. [Tonmyuennyro B pe3ynbtate conb HCl amuna u
kuciory (1,05 r, 3,67 MmMoub) pactBopstoT B IM® (30 mn). Jlo6asmsror HATU (2,36 1, 6,20 MMoip) 1 NMM
(1,56 T, 15,46 MmMoip) u cMech nepememnBaroT mpu KT B Teuenue 2 4. Peakmnuro pasBoasat EtOAcC u mpoMbIBatoT
20% LiCl (2 x 100 mun). Opraauyeckwuii crmot npomMeiBaroT BogubeiM NH,CI (200 min), cymar Na,SO4 1 KOHIIEH-
TpUPYIOT. HeounmeHHbIi MPOayKT OYHIAIOT KOMOMIKCIpEcc-xpoMaTorpadueit, momydas 2,5 T JUeHA C BBIXO-
oM 94%.

Cramus 4. luen (2,59 r, 2,87 mmons) pactopsror B CH,Cl, (300 Mut) 1 iera3upyioT ¢ momoiisio N B Te-
yerne 20 muH. Jlodasmsror G1 I'pab6a (664,5 mr, 0,73 MMOJIB) U IETa3uPYIOT B TEYCHUE JOMOIHUTEIBHBIX 20
MuH. Peaknmonnyio cmech HarpeBaoT 10 45°C B TeueHme Houn u oxiaxpaioT go KT. Jobasisior
tpuc(rugpokcumerun)pochun (5,03 r, 40,54 mmons) ¢ mocnenyromum nodasnenuemM TEA (11,2 mu, 80,35
mmonb) 1 HyO (47 mun). Peakunonnyto cmech Harpesarot 10 45°C B Teuenue 4 1 u 3atem 10 KT B Teuenue Houn.
Paznemnstror nBa cnost. Oprannyeckuii cinoi npomsiBatot 0,5H HCI, coneBsiM pactBopowm, cymaT Na,SO4 1 KOH-
HEHTPUPYIOT. HeounIeHHbIi TPOAYKT OYHINAIOT KOMOMIKeIpecc-xpomarorpaduei, noimyuas 1,03 r Makponuk-
nmugeckoro GocduHara.

Cramust 5. PactBop docdunara (1,00 r, 1,15 mmons) n 8-xmop-2-(2-M30MpONMIaMUHOTHA30-4-1T)-7 -
METOKCUXUHOJIMH-4-011a (469 Mr) B NMP (12 mi) obpadatsiBatoT Cs,CO; (1,20 1). Peakimonnyro cMech Harpe-
BatoT 70 70°C B TeueHne HOuM 1 3aTeM oxyaxngaroT 1o KT. Peakuuto pasBomsat 5% LiCl (150 mur) u sxcTparu-
pytor EtOAc (3 x 150 mi). OObeauHEeHHBIE OpPraHWYECKHE CJIOM IPOMBIBAIOT COJIEBBHIM pPacTBOPOM, CYyIIAT
Na,SO4 ¥ KOHICHTPUPYIOT. HEounImeHHbI MpOAYKT OYHMIIAIOT KOMOHMDIKCIpecc-XxpoMarorpaduei, morydast
964,3 Mr TpebyeMoro mpoayKTa.

K pactBopy nomyuennoro Bsime npoaykra (964,3 mr, 0,98 mmoins) B DME (10 mut)/H,O (1 M) noGasnstor
n-roswrruapasun (1,37 r, 7,36 mmons) u NaOAc (1,22 1, 14,8 MMoip). PeakiimoHHYI0 cMech HarpeBaroT 10
95°C B teuenue 2 9 u oxnaxnaroT 10 KT. Cmecs pasBogat EtOAc (125 M) ¥ mpoMBIBAIOT HACHIIIICHHBIM Na-
HCO; (2 x 50 mm). Boansrtii cioii skctparupyroT EtOAc (25 mir). O0beqHeHHBIN OpraHUIeCKHi CJIOH MPOMBI-
BAIOT COJIEBBIM pacTBOpoM (25 mu), cymaT Na,SO, 1 KOHIEHTpUPYIOT. HeounIneHHBIH TpOIyKT OYHIIAIOT KOM-
6usKcnpecc-xpomatorpadbueit, nonyuas 437,6 mr coenunerns 134. Jlamupie 'H SIMP-criextpockomuu (300
MI', CD;OD): 6 8,36 (d, ] =8,9 I'i, 1H), 8,19 (s, 1H), 7,90 (s, 1H), 7,64 (d, J =9,7 I'y, 1H), 7,2 (m, 1H), 6,86
(m, 2H), 5,9 (bs, 1H), 4,77 (m, 1H), 4,63 (m, 1H), 4,40 (m, 1H), 4,3-3,95 (m, 8H), 3,60 (bs, 3H), 3,55-3,35 (m,
5H), 2,81 (m, 1H), 2,68 (m, 1H) 2,15-1,1 (m, 25H), XXX/MC = 959,29 (M++1).

IIpumep 135. TTonyuenne coennuaenus 135.
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[TostHOCTRIO 3amMIIeHHBIH (HochUHAT (CHHTE3UPOBAHHBIN KaK OMHMCAHO B MpuUMepe 58 ¢ 3aIluTHOMN TpyIl-
noit Boc) obpabareBator HC1 anst ynanenus 3amutaoi rpynmsl Boc. [TomydeHHBIH B pe3yIbTaTe aMHH HCITOJTb-
3YIOT JUIS TTOJTy9eHHs coenuaenuns 135-141.
K pactBopy mannoro amuua (390 mr, 0,47 mmoins) B EtOAc (50 M) mobasnstor HackimeHHbn NaHCO;
(60 Mi1) ¥ MTHTEHCHBHO TEepeMeIInBatoT. JJ00aBISIOT MKIONEHTHI aneTHwixuopun (76 mr, 0,52 mmoins) B EtOAc

(1 M) 1 mepememBatoT B TedeHue 15 muH. Pazgemnstor nBa cnost. OpraHUn4ecKui clol MPOMBIBAIOT COJIEBBIM
pacTBOpPOM M KOHIEHTPHUPYIOT. Bricymennslii octatok pactBopsitor B CH3CN (5 mun) u oxnaxnaaror o 0°C. lo-
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6aBistror HopotpuMetwicuiad (0,60 mi, 2,37 MMois). Peakimonnyto cmeck Harpesarot 1o KT, nepemeninBaior
B Teuenue 0,5 9 u oxmmaxaaror g0 0°C. Jobasmstor 2,6-nmytuaud (1,5 mi, 4,73 MMOJIb) ¢ MOCIESIYOIINAM JT00aB-
neaueM MeOH (5 mm). CMech KOHIEHTPUPYIOT B BakyyMe. OCTaToOK o4HInalT ¢ nmomombsio BOXKX, momydas
337,2 mr coequnenns 135. Hannsie 'H IMP-cniekrpockomuu (300 MI', CD;0D): & 8,25 (d, J =9,0 I'u, 1H),
8,15 (s, 1H), 7,76 (s, 1H), 7,73 (d,J = 2,1 I'u, 1H), 7,32 (dd, J =2,4, 9,0 'y, 1H), 7,23 (t, J = 7,8 'y, 1H), 6,90 (t,
J=7,8Tn, 2H), 5,99 (m, 1H), 5,78 (brs, 1H), 5,30 (d, J = 15,3 'y, 1H), 5,12 (d, J = 11,7 I'y, 1H), 4,67 (m, 2H),
4,50 (m, 1H), 4,14 (m, 2H), 4,05 (s, 3H), 3,40 (m, 2H), 2,75 (m, 1H), 2,63 (m, 1H), 2,0-2,4 (m, 3H), 1,91 (m,
1H), 1,4-1,7 (m, 8H), 1,34 (d, J = 6,3 T';, 6H), 0,95- 1,15 (brs, H H); naumse *'P SIMP-criekrpockormu (121,4
MTI', CD;0D): § 42,091; )KX/MC =907 (M"+1).

IIpumep 136. ITonyuenne coennuenus 136.
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CnenyromuMu KCIIEPUMEHTAIBHBIMA CIIOCO0aMM, ONM3KHMH OIMCAHHBIM JUIS MOJYYCHHS COCIUHCHHS
135, momyuarot coexunenne 136. danusie 'H SIMP-crektpockomuu (300 MI', CD;0D): & 8,25 (d, J =9,0 I'y,
1H), 8,17 (s, 1H), 7,76 (s, 1H), 7,75 (d, T = 2,1 T'n, 1H), 7,33 (dd, J = 2,1, 9,0 T', 1H), 7,26 (t, J = 7,8 T';, 1H),
6,93 (t, J = 7,8 ', 2H), 5,97 (m, 1H), 5,80 (brs, 1H), 5,31 (d, J = 15,9 T'u, 1H), 5,12 (d, J = 12,0 T'y, 1H), 4,66
(m, 2H), 4,49 (t, 1H), 4,14 (m, 2H), 4,06 (s, 3H), 3,41 (d, 2H), 2,77 (m, 1H), 2,56 (m, 1H), 2,22 (m, 1H), 2,06
(m, 2H), 1,62 (m, 1H), 1,47 (m, 1H), 1,2-1,4 (m, 8H), 1,07 (s, 9H), 0,80 (t, ] = 7.4 I'n;, 3H); nauusie *'P SIMP-
cnekrpockoruu (121,4 MI', CD;0D): 6 41,043.

ITpumep 137. Ilonydenue coenunenus 137.
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CleayroImnuMH 3KCIIEPUMEHTAIBbHBIMHU CHOCO6aMI/I, OMM3KUMHU K OMHCAHHBIM ISl TTOJYYCHHS COCTUHCHUS
135, momyuarot coexuuenne 137. Mauusie 'H SIMP-crektpockomun (300 MI', CD;0D): & 8,26 (d, J =9,0 'y,
1H), 8,17 (s, 1H), 7,76 (s, 1H), 7,75 (d, T = 2,7 I'n, 1H), 7,32 (dd, J =2,7,9,2 T'n, 1H), 7,26 (t, ] = 7,8 T', 1H),
6,93 (t,J=7,8 T'ny, 2H), 5,97 (m, 1H), 5,81 (brs, 1H), 5,31 (dd, J=1,4, 17,0 I'u, 1H), 5,12 (dd, J = 1,4, 10,5 ',
1H), 4,70 (m, 2H), 4,41 (t, 1H), 4,14 (m, 2H), 4,05 (s, 3H), 3,41 (d, 2H), 2,79 (m, 1H), 2,57 (m, 1H), 2,33 (m,
2H), 2,19 (m, 1H), 2,04 (m, 2H), 1,64 (m, 1H), 1,46 (m, 1H), 1,34 (d, ] = 6,3 T';, 6H), 1,06 (s, 9H); nauusie °'P
SAMP-cniekrpockormu (121,4 MI', CD;0D): 6 41,952.

ITpumep 138. ITonydenue coenunenus 138.
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CrenyromnuMHu 3KCIIEPUMEHTAIbHBIMH CHOCO6aMI/I OMM3KMMH K ONMHCAHHBIM ISl TTOJYYCHHS COCTUHCHMUS
135, momyuarot coexuuenne 138. Mauusie 'H SIMP-crektpockomuu (300 MI', CD;0D): & 8,25 (d, J =9,3 I'y,
1H), 8,18 (s, 1H), 7,76 (s, 2H), 7,33 (dd, ] = 2,4, 9,0 T'ny, 1H), 7,26 (t, J = 7,8 ', 1H), 6,93 (t, J = 7,8 ', 2H),
5,97 (m, 1H), 5,79 (brs, 1H), 5,32 (d, J = 15,9 ', 1H), 5,13 (d, J = 12,0 I'u, 1H), 4,67 (m, 2H), 4,48 (t, 1H), 4,14
(m, 2H), 4,05 (s, 3H), 3,42 (d, 2H), 2,78 (m, 1H), 2,57 (m, 1H), 2,20 (m, 1H), 1,98 (d, J = 12,6 I'u, 1H), 1,90 (d,
J =126 'y, 1H), 1,64 (m, 1H), 1,48 (m, 1H), 1,34 (d, J = 9,6 T';, 6H), 1,06 (s, 9H, 0,80 (s, 9H); mannsic °'P
SIMP-cnextpockomuu (121,4 MI'u, CD;0D): § 41,077; XKX/MC = 895 (M'+1).

IIpumep 139. Ionyuenne coennuenus 139.
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CreayomuMy SKCIIEPUMEHTATBHBIME CIIOCO0aMU, OIIM3KUMH OIMHMCAHHBIM ISl TIOJyYSHUS COCTUHEHHS
135, mosryuator coequnenue 139. JlanHbie 'H SIMP-cniektpockonuu (300 MI'm, CD;0D): 6 8,27 (d, J =9,6 T,
1H), 8,16 (s, 1H), 7,74 (s, 2H), 7,34 (dd, ] = 2,1, 9,3 ', 1H), 7,25 (t, J = 7,8 I'u, 1H), 6,92 (t, ] = 7,8 ', 2H),
5,96 (m, 1H), 5,79 (brs, 1H), 5,30 (d, J = 17,1 I'u, 1H), 5,12 (d, J = 10,5 I'u, 1H), 4,72 (t, 1H), 4,52 (d, 1H), 4,14
(m, 2H), 4,05 (s, 3H), 3,41 (d, 2H), 3,00 (t, J = 8,3 T'u, 2H), 2,59 (m, 3H), 2,19 (m, 1H), 2,04 (m, 2H), 1,63 (m,
1H), 1,47 (m, 1H), 1,34 (d, J = 6,3 I'u, 6H), 1,10 (s, 9H); mannsie *'P SIMP-crekrpockormuu (121,4 MI',
CD;0D): ¢ 38,190, 40,829.

IIpumep 140. TTonyuenne coennuenus 140.

S
PN
0.
Q“ﬁf 5
IL,OH

o
FngN (Dﬁ( f 2 5

Cragusa 1. DTunaneraMuaaT TUIPOXIOPHULT (1 23 1, 9,95 Mmonb) u 2,2,2-TpUGTOPITUIIAMHH THIPOXJIOPH
(1,35 1, 9,95 mmomnb) pactBopsitor B CH,Cl, (32 mur)/H,O (3,2 mi). dobasnsror K,CO5 (0,69 1, 4,98 MMounb) u
nepememuBaioT B TeueHne 30 muH. Paszgensror aBa cios. Bomgasiii cnoit sxctparupyrot CH,Cl, (2 x 10 mom).
OObenHEHHBIH opraHndeckuii cioi cymat Na,SO4 1 KOHIeHTpupyIoT 1o noiydeHus 1,48 r tpeGyemoro amu-
JlaTa B BUJIE€ XKHUAKOCTHU CBETJIO-JKEITOTO IIBETA C BHIXOA0M 87%.

Cragus 2. ®ochunat (500 mr, 0,54 mmoins) pactBopsitor B CH3;CN (5 min) u oxnaxaaror go 0°C. Jobag-
nstoT Womotpumertuicuinad (0,77 mur). Peakunonnyto cmech HarpeBatoT 10 KT, nepemenmmBaroT B Tederue 0,5 1
1 oxnaxaarot a0 0°C. Jobasnstor 2,6-mytunus (1,30 M) ¢ mocieayromuMm gobasnearnem MeOH (5 mur). Cmech
KOHIEHTPUPYIOT, yrnapusatoT coBMecTHo ¢ CH,Cl, (2 x) u cymar B Bakyyme, Noiydasi TpedyeMyro aMuHogoc-
(hDMHOBYIO KUCIIOTY B BHJIE COJIU 2,6-TyTHINHA.

Cramus 3. AMUHOPOCHHHOBYIO KHCIIOTY, IMOJIy4eHHYI0 Ha cTanuu 2 (80 mr, 0,025 MMOmb), pacTBOPSIOT B
JAM® (0,45 mur) u 0,1H docharaom 6ydepe (0,9 mur). 2H NaOH (86 mki) mobdasmnstor 1t moasenenus pH mo 9.
JloGaBnsIOT pacTBOp aMuaara, moxydeHnoro Ha craauu 1 (150 mr, 0,89 mmous) B JIM® (0,1 mur), u mepemenu-
BaloT B TeueHue 18 4. PeakunoHHyIo cMech QUIBTPYIOT U QUIBTPAT OYMINAIOT ¢ moMonbio BOXKX, nomyyqas 8,8
Mmr coeauHenns 140. JlaHHbIe 'H SIMP-cniektpockonuu (300 MI', CD;0D): 6 8,27 (d, J =9,6 T'i, 1H), 8,16 (s,
1H), 7,74 (s, 2H), 7,34 (dd, ] = 2,1, 9,3 T'u, 1H), 7,25 (t, J = 7,8 ', 1H), 6,92 (t, J = 7,8 'y, 2H), 5,97 (m, 1H),
5,79 (brs, 1H), 5,30 (d, J = 17,1 ', 1H), 5,12 (d, J = 10,5 T'u, 1H), 4,72 (t, 1H), 4,52 (d, IH), 4,14 (m, 2H), 4,05
(s, 3H), 3,41 (d, 2H), 3,31 (s, 3H), 3,01 (t, J = 8,3 I'y, 2H), 2,80 (m, 1H), 2,59 (m, 5H), 2,19 (m, 1H), 1,63 (m,
1H), 1,47 (m, 1H), 1,34 (d, J = 6,3 I'u, 6H), 1,10 (s, 9H); maunsie 3lp SAMP-cnekTpockomuu (121,4 MI',
CD;0D): & 40,829.

ITpumep 141. Ilonydenue coenunenus 141.
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Cramus 1. CMech METHIIOBOTO 3dHpa o~ KeToaq)Hpa O0KCO-(PEeHIIT-YKCYCHOUW KHCTOTHI (820 Mr, 5 MMOJIB) 1
neokco-ropa (2,43 r, 11 Mmons) HarpeBaroT 10 45°C u nepemeniuBarot moj N, B TedueHue 16 4. CMech oxXax-
naroT o KT, BeumuBaroT B Jiegsnyto Bony u qobasistor CH,Cl, (40 mur). Crnoit CH,Cl, coOuparoT u KOHICHTPU-
pytoT. HeounmeHHbIH NPOAYKT OYMINAIOT KOMOMAIKCIpecc-xpoMaTorpadue, nomydast 536 MI COOTBETCTBYIO-
mero nudTop-3¢upa B Buae OecuBeTHoro macia. K pactsopy mudrop-adpupa (536 mr, 2,88 MMoIIb) B TOTyOJIe
(20 M) mpu -78°C mobasisrot 1,0 M DIBAL B CH,Cl, 1 mepememmuBarot B Teuenue 2 4 npu -78°C. Peakimon-
Hyto cmech BhumBaoT B 6H HCI1 (100 mur) Temmnepartypsl baa u dxctparupyior CH,Cl,. Opranndeckue ciou
GUIBTPYIOT Yepe3 NENNUT, KOHIEHTPUPYIOT J0 MoTydeHus oo0bemMa 40 MII B HCIIONB3YIOT Ha CIEIYIONIeH CTaIuu
peaxuu.

Cranus 2. K pactBopy amnHo(pochHHOBOIT KHCIIOTHI (omyueHHBIH B mpuMepe 140, craxus 2) (65 mr, 0,02
mmonb) B CH,Cl, (1 mir) moGaBisitoT pacTBop aipaerunaa, nomydennoro Ha craguu 1, B CH,Cly/Tomyon (1 m).
Job6asmsitor TOA (50 mxim) m NaBH(OAc); (21 mr) u nepemermBarot B Tedenue 16 4. /1o06aBisOT 1OMOTHH-
tenbHBI NaBH(OAC); (63 mr) u pactBop anpaeruna B CH,Cly/Tonyone (2 min). PeaknnoHHyr0 cMech mepeme-
mmBaroT B TeueHue 24 4. Peakmuro pazsoasat CH,Cl, (30 mur) u mpomerBaroT HackimeHHBIM NaHCO;. Oprannye-
ckue ciou npomsiBatoT 0,1H HCI u konuentpupytor. Octatok pacteopsitor B CH,Cl,, puieTpytor uepes Acro-
disk 1 KOHIIEHTpHUPYIOT. HEOUNIIEHHBIH TPOAYKT OYUIIAIOT ¢ moMoiisio BOXKX, momydas 28,2 Mr coennHeHUS
(141), naunsie 'H SAMP-cnextpockomuu (300 MI', CD;0D): & 8,15 (s, 1H), 8,10 (d, J = 9,3 I'u, 1H), 7,76 (s,
1H), 7,56 (s, 1H), 7,44 (d, J = 7,2 T'u, 1H), 7,33 (t, J = 8,1 I'u, 2H), 7,26 (t, I = 7,8 'y, 1H), 7,05-7,20 (m, 3H),
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6,92 (t, ] = 7,8 T', 2H), 5,97 (m, 1H), 5,84 (brs, 1H), 5,31 (d, J = 16,8 Ty, 1H), 5,12 (d, J = 10,5 T', 1H), 4,85
(m, 2H), 4,43 (d, 1H), 4,13 (m, 2H), 3,98 (s, 3H), 3,41 (d, 2H), 3,22 (m, 2H), 2,85 (m, 1H), 2,60 (m, 1H), 2,21
(m, 1H), 1,65 (m, 1H), 1,50 (m, 1H), 1,34 (d, J = 6,3 ', 6H), 1,09 (s, 9H); mannsie °'P SIMP-CeKTpOCKOMHH
(121,4 MI', CD;0D): & 40,804

[Ipumep 142. TTonydenne coenuueHus 142.
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K pactBopy 92 (600 mr, 0,61 MMOJ‘IL) B DME (9,1 M) m H,O (1,02 M) no6asnsitoT n-ro3unruapazuz (856
mr, 4,57 mmons) u NaOAc (749 wr, 9,14 Mmmons). Peakimonnyro cMech HarpeBaroT 10 95°C B TeueHue 3 4 u
OXJIZKAAIOT IO KOMHATHOH TemmepaTypsl. CMech KOHLUEHTpUpYIOT, pacTBopsitoT B CH,Cl,, npomsiBator H,O u
3areM ciabokucnoit HyO. Opranndeckuii cioit cymar Hax Na,SO4 1 KOHIEHTpUpPYIOT. HeounineHHbIi TpogyKT
OUMIIAIOT 00paleHHO-(a30Boi KOMOMIKCIpecc-xpomMarTorpadueii, a 3ateM ¢ nomompslo BOXX, momydas ku-
cioty 142 (366 mr, 61%) B BHIe TBepaOro BemecTsa xenroro nsera. Jauusie 'H SIMP-criekrpockommn (300
MI', CD;0D): & 8,31 (s, 1H), 8,30 (d, J =9 I'u3 1H), 7,87 (s, 1H), 7,67, (d, J = 9,3 I'y, 1H), 7,28 (m, 1H), 6,96
(t,J=7,8Tn, 2H), 5,84 (s, 1H), 4,95 (dd, J=6, 10,2 ', 1H), 4,76 (d, J = 11,4 I'y, 1H), 4,71 (d, J = 8,4 'y, 1H),
4,35 (d, J = 10,5 T'u, 1H), 4,20 (m, 2H), 4,17 (s, 3H), 4,04 (xBunret, J = 6,6 I'n, 1H), 3,49 (t,J = 15 I'y, 1H),
3,33, (t, J=15Twm, 1H), 2,88 (dd, J = 7,5, 14,7 I'y, 1H), 2,56-2,74 (brm, 2H), 2,29 (m, 1H), 1,92 (m, 2H), 1,40-
1,79 (brm, 10H), 1,37 (dd, J = 1,8, 6,6 T'u, 6H), 1,31 (m, 4H), 1,23 (d, J =6 ', 3H), 1,00 (m, 1H).

Jannsie *'P SIMP-criektpockormu (121,4 MI', CD;0D): § 39,8, JKX/MC = 987,1 (M'+1).

IIpumep 143. TTonydenne coenuuenus 143.
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Cramus 1. Cmech mpomexyrounoro npoaykra VIII (1,96 r, 5,36 MMoub), aTriioBoro s¢upa o6enzmi-(1-
OCH3MITOKCHKApOOHUIAMUHO-2-BHHHIIIITKIIOTporvi )pochuroBoi kuciotsl (730 mr, 2,75 MMoIb), HATpUH 2-
3THIITeKcaHoBOM KUCIOTHI (300 Mr), Tomyosa (5 mut) u Boasl (10 mim) mepememuBatoT pu 80°C B Teuenue 16 d.
[NomydeHHyI0 peakIMOHHYIO CMECh PaCTIpEessIIoT MEKAY dTHIIANeTaToM U 5% BOIHBIM OMKapOOHATOM HATPHS.
Oprannyecknii cioit mpomsiBatoT nocienosarensHo seasasiM 0,5H NaOH, 1H HCI u coneBsiM pacTBOpoM H
3aTeM KOHIEHTPUPYIOT, Mojy4as Tpedyemblii npoaykr (1,15 r, 66 %) B Bune macna.

Cranus 2. K pactBopy cniupTa, moxydenHsoro Ha cramuu 1 (1,15 r, 1,82 mmons) u DABCO (410 wr, 3,66
MMOJIB), B ToJyoJe (2 M) 100aBisioT pacTBop 4-Opomben3oncynsponmnxiopuaa (840 mr, 3,38 Mmoib) B TO-
ayon (2 mu) u nepemeninBatoT npu KT B Teuenne 1 4. PeaklMOHHYIO CMeCh pa3BOSIT STHIALETATOM, ITOCIIE 0~
BaTenbHO pombIBaroT JieAsHeM 0,5H NaOH, 1H HCI 1 coneBsIM pacTBOPOM M 3aT€M KOHIICHTPUPYIOT, TIOTydast
Opo3mmupoBaHHbI TpoayKT (1,38 T, 89%).

Cramus 3. Yepes pacTBOp MPOMEKYTOTHOTO TPOAYKTA, MIOJYICHHOTO Ha ctamuu 2, (589 mr, 0,69 MMonb),
B CH,Cl, (60 M) mpomyckaroT a30T B TedeHue 5 MuH. JlobGammsroT karanuzatop pyrenuit (Gl, 110 mr, 0,14
MMOJIB) W cMech mnepememmBaroT mpu S0°C B Teuenme 16 4. Ilocme oxmaxaeHus J00aBISIOT
Tpu(ruaporcumeTn)dpochud (860 mr, 6,9 mmois), TpudTIIamuH (0,96 M, 6,9 Mmmois) u Boay (20 mur) 1 cMech
MHTEHCHUBHO INIepEeMENINBaIOT B TeueHne 4 4. Orouparor opranndeckuii cioi, npomsBator 1H HCl n 3atem co-
JIEBBIM PACTBOPOM M KOHIEHTPUPYIOT. OCTaTOK OYMINAIOT KOMOMIKCIpecc-Xxpomarorpadueii, nomaydas 328 mr
TpeOyeMOoro MakpoIHKIIa B BU/IE Maclia.

Cranus 4. Cmech OpO3WIHPOBAHHOTO COCAWHCHHS, TOTYYeHHOTo Ha cTamun 3 (348 mr, 0,42 mmodb), 2-(2-
M30IPONMIAMHHOTHA30I-4-11)- 7-MeTOKCUXUHONMH-4-01a (133 mr, 0,42 MMonb) n kapOonara nesust (210 wr,
0,63 Mmmonp) B NMP (3 mir) nepemermBator npu 60°C B Tedenue 3 4. JJo6asisror ykcycHyto kucioty (0,1 M) u
cMmech paszBogaT Bogoi (0,5 mm) u JIM® (2 mi). HeouumneHHbIH pacTBOp MOABEPTalOT OYUCTKE C MOMOIIBIO
BOXX, nomydas Tpedyemsrit mpoaykt (132 mr, 35%).

Cramus 5. K cycnensuu coenuHeHus1, moyryaeHHoro Ha craauu 4 (170 mr, 0,19 mmons), B CH;CN (10 mim)
nobasmstor OpomtpuMeTtnicuial (0,2 mi). Peakionnyro cmech nepemermmuBaroT pu KT B Tedenne 3 1 u 3ateM
HarpesatoT 10 50°C B teuenne |1 4. Peaknmro oxnaxnatot 10 KT u nmobasnsior MeOH (1 mi). Cmech KOHIICH-
TPUPYIOT U OCTAaTOK pacTBOpsitoT B JIM® (5 mur). HeounieHHsIi NpoayKT oyMIIatoT ¢ nomousio BOXKX u tpe-
OyeMble (hpakIuy, BKIIOYAIOIINE TPEOYeMy0 aMUHO(POCHHHOBYIO KHCIOTY, OOBETUHSAIOT M KOHIEHTPUPYIOT JI0
noxydeHust oobema 20 MII, KOTOPBIH HCHOJB3YIOT B CIIETYIONIeH peakiny.
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Cragus 6. CoegrHeHHE, TIOJYYEHHOE HA CTaJIMU 5, HAXOAUTCS B KUCIIOH BOJE.

Jlo6asmnstor TpustiinamuH (1 mit), ytoOs! noBectu pactsop Ao pH 9. Huxnonentunxnopdopmuar (0,1 mir)
JOOABIISIOT 1O KaIULIM IMPH HEePEeMENINBAHNHN, NTOKAa MCXOAHBIN MaTepuaj MOJTHOCTHIO HE MPEBPaTHUTCA B MPO-
IykT. CMech KOHIICHTPUPYIOT 10 monydeHus oovema 10 mi. IIponykr pacmnpenenstor Mmexay EtOAc u Hachl-
meaabiM NH4Cl. Bomubiii cnoit axctparupyioT EtOAc. O0bequHeHHBIE OpTaHUIECKHE CIIOM KOHIICHTPHUPYIOT.
Ocratok ounmarot ¢ nmomomsio BOXX, nomyyas 16 Mr coenurenust 143 B BHIE PBHIXJIOTO MOPOIIIKA JKEITOTO
uBera. Jlannbie 'H SAMP-cnekTpockomnuu (300 MI', CD;0D): 6 8,33 (d, J = 9,0 I'u, 1H), 8,18 (s, 1H), 7,74 (s,
1H), 7,73 (s, 1H), 7,13-7,33 (m, 6H), 5,83 (brs, 1H), 5,70 (dd, J = 8,6, 18,3 I'y, 1H), 5,28 (t, J = 9,6 'y, 1H),
4,73 (t, J = 8,7 T'm, 1H), 4,40 (brs, 1H), 4,03-4,22 (m, 3H), 4,02 (s, 3H), 3,39 (t, J = 15,9 'y, 1H), 3,18 (t, J =
15,9 'y, 1H), 2,80 (m, 1H), 2,61 (m, 1H), 2,26 (m, 1H), 1,82 (m, 3H), 1,2-1,7 (m, 23H); gannsie °'P SIMP-
crektpockoruu (121,4 MTI', CD;0D): § 42,259; JKX/MC = 885 (M'+1).

ITpumep 144. Ilonydenue coenunenus 144.
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Cramus 1. K pactBopy dhocdurnata (monydeHHoro Ha craauu 4, mpumep 143, 132 mr, 0,15 mmons) u 2,4,6-
Tpuusonponmidensoncynsponmruapasua (440 mr) 8 TT'® (10 M) nobasmnstor TEA (0,2 mi). Peakunonnyro
cMech HarpeBatoT 0 55°C B Teuenue 4 4. [lobaBnsioT qonomHuTenbHbA ruapasun (440 mr) u TEA (0,2 M) u
nepeMernBaoT B Tedenue 16 4 npu 55°C. JJobasmsror eme runpazuz (400 mr) u TEA (0,2 mi1) u mepemenmBa-
10T B TedeHHe 4 4. PeakmOHHYI0 cMeCh KOHLICHTPUPYIOT W OCTaTOK XpoMarorpadupyroT, noiydas ¢paxumio,
COJIEpIKaIyl0 CMECh MCXOIHOTO MaTepHaia, TpeOyeMoro MpoayKTa M MoOOYHOro NMpoaykKra OeH3ocyIb(ruHO-
Bol kucioTel. [locie yaaneHus pactBopureneii marepuan mepepactBopsior B TT'®. IMocnemoBaTenbHo n00aB-
nsitot runpasun (440 mr) u TEA (0,4 mun). Peaknmonnyto cmech nepemermBaroT nmpu 55°C B tedenue 16 4. Yro-
OBI IOBECTH PEAKITUIO JIO 3aBEPIICHUS, JOOABISIIOT NOMOTHUTENbHBIN THApa3ua (660 mr) u TEA (0,4 M) u me-
pememmBaroT B Tedenune 6 4 npu 55°C. PeakIMoHHYI0 CMeCh KOHIIEHTPHPYIOT U OCTaTOK XpOMaTorpadupyror,
noy4ast ppaknuio, coaepxKanryro TpedyeMsrii mpoaykr. [locie ynanenus pactBopuTeneil 0CTaTOK pacrpenes-
o1 Mmexay CH,Cl, (100 mun) u nensaem 0,5H NaOH (20 mur). Cro#t CH,Cl, mpomsisator 0,5H NaOH (20 mun) u
coseBbIM pactBopoM (30 mut) n KoHUEHTpUpyIoT. [lomy4aror 93 Mr TpedyeMoro HachIIEHHOTO MaKpOIMKIa B
BUJI€ TBEPJOTO BEIECTBA KEJITOTrO I[BETA.

Cragust 2. K pacTBopy HachIIIEHHOTO MakKpolLMKIa, mofydyeHHoro Ha craguu 1 (93 wmr, 0,1 mMmoinb), B
CH,CI, (10 M) no6asmsitor 6pomrpumeriiicuitad (0,2 mir) n nepememnBarot npu KT B Teuenne 2 4. Jlobasis-
1ot 2,6-mytunu (0,1 M) 1 nepememmBatot npu KT B Tedenne 16 4. JKX/MC nokassiBaeT TpeOyeMblii IPOIYKT
¢ TpeT-Boc-3amuiienHoit pochuHOBOI KHCIOTOH B Ka4eCTBE MUHOPHOTO NPoayKTa. /00aBiIsIOT JOTOIHUTEIb-
HeIiA OpomTpuMeTmicmiiad (0,1 mir). CMech HarpeBaroT 10 KUIIEHUS ¢ OOPaTHBIM XOJIOAMIEHUKOM B TedeHue 1 .
Job6asnstor MeOH (3 M) u koHIEeHTpupyIoT. HeounteHHslit npoxykT pactBopsitoT B JIM® (5 mn) u H,O (0,5
MJI) ¥ OYHUIIAIOT ¢ ToMonIbio BOXKX, momydas 27 mr TpedyeMoit aMuHO(POCHUHOBOM KHUCIOTHI B BHJIE PBHIXJIOTO
TBEPJIOTO BEIIECTBA.

Cramus 3. K pactBopy amMuHO(POCHHUHOBOM KUCIIOTHI, MOJYICHHOH Ha cTaauu 2, U TpudThiaamuHa (0,2 M)
B CH3CN (10 M) u H,O (1 M) mobasnsiror rukironeHTHiIxioppopmuar (50 mxi). PeakipionHyo cMech mepe-
memmBatoT pu KT B Teuenne 0,5 4. J[00aBISIFOT TOMONHUATENBHBIN MUKIONCHTIUIXIIOphopMuat (50 MKIT) U 1e-
pememmBarot B Teuenue 1 4. [Tocnie ynanenus pactBopurenel ocratok pactopsitor B IM® (1,8 mur) u H,O (0,2
MJI) U ounIaioT ¢ nomousio BOXKX, nonyyas 12 mr coenunenus: 144. Jlanusie 'H SAMP-cnekTpockomuu (300
MI', CD;0D): & 8,28 (d, ] =9,0 I';, 1H), 8,18 (s, 1H), 7,75 (s, 1H), 7,74 (s, 1H), 7,13-7,33 (m, 6H), 5,82 (brs,
1H), 4,85 (d, J = 12,3 T'u, 1H), 4,68 (t, J = 8,7 ', 1H), 4,24 (brs, 1H), 4,04-4,23 (m, 3H), 4,03 (s, 3H), 3,34 (t,J
= 15,9 I'y, 1H), 3,22 (t, J =159 Tu, 1H), 2,78 (m, 1H), 2,49 (m, 1H), 1,1-2,0 (m, 27H); nauusie °'P SIMP-
crektpockoruu (121,4 MTI', CD;0D): § 44,791; JKX/MC = 887 (M'+1).

ITpumep 145. Ilonydenue coenunenus 145.

K pactBopy xenroro nsera coeauuenus VIII (1,67 t, 4,56 Mmoinb) 1 3THI0BOTO 3dupa amuH(1-aMHHO-2-
BUHUJIIUKIIONTPOTTHN)-(2-hTopoen3mn)hochruHoBoi KucaoTel (972 mr, 3,5 mmoins) B Tomyone (10 mur) mobasiis-
FOT pacTBOp HaTpuil 2-aTunrekcanoara (871 mr, 5,25 mmois) B HO (30 mur). PeaknmonHyro cMech HarpeBaroT
1o 80°C B Teuenue Houn u oxjaxnaioT 1o KT. Peakunonnyto cmech pazBoasat EtOAc, mpoMBIBalOT HACHIIICH-
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HeIM NaHCO;, 0,5H HCI, comneBsiM pactBopoM, cymar Na,SO; M KOHUEHTpUPYIOT. HeounIieHHbIH POayKT
OYUINAIOT KOMOMIKCIIpecc-xpomarorpadueii, momyyas 1,47 r coupra ¢ BeixomoM 65%. JlaHHBIC 'H sIMP-
cnekrpockoruu (300 MI', CDCly): & 7,68 (s 1H) 7,43-7,34 (m, 2H), 7,24-6,98 (m, 2H), 6,07-5,98 (m, 1H),
5,82-5,60 (m, 2H), 5,31 (m, 1H), 5,19-5,09 (m, 2H), 5,03-5,00 (m, 1H), 4,96-4,91 (m, 2H), 4,83 (m, 1H), 4,69
(m, 1H), 4,51-4,37 (m, 2H), 4,34-4,29 (m, 2H), 4,09-4,02 (m, 3H), 3,89-3,79 (m, 3H), 3,69 (m, 2H), 3,43-3,09
(m, 2H), 2,39-2,07 (m, 2H), 2,02-2,00 (m, 1H), 1,83-1,52 (m, 2H), 1,43 (s, 9H), 1,38-1,21 (m, 2H), 1,16 (m,
3H); naunbie *'P SIMP-crektpockormu (121,4 MI't, CDCly): & 45,47 (s, °'P), 42,84 (s, °'P). KX/MC: M+1 =
650.

Crupt (992 wmr, 1,53 mmons) 1 DABCO (550 wmr, 4,89 MmMomb) pacTBopsitoT B Toiyoste (8 mur). PactBop
oposunxnopuna (1,25 r, 4,89 Mmons) B Tosryose (8 mi1) m0OaBISIOT MO KarusiM. PeakIMOHHYIO CMeCh TiepeMe-
muBaroT pu KT B Teuenue 3 4. Peakmmro pasBomsar EtOAc u racsat HaceimenabiM NaHCO;. Paznensior nBa
cios n opranndeckuii cioit npomsiBatot 0,5H HCI, coneBsim pactBopoM, cymar Na,SO4, GUIBTPYIOT U KOH-
HEHTPUPYIOT. HeounIeHHbIH NpoIyKT OYHIIAIOT KOMOMIKCIIpecc-xpoMarorpaduei, noxydas 764 mr 6pos3minara
¢ BeixoaoM 58%. JlanHbIie 'H SAMP-cniektpockornmu (300 MI', CDCls): ¢ 7,81-7,7 (m, 4H), 7,63 (m, 1H), 7,38
(m, 1H), 7,26-6,96 (m, 5 H), 6,10-6,04 (m, 1H), 5,80-5,70 (m, 1H), 5,28 (m, 1H), 5,18-4,87 (m, 6H), 4,64 (m,
1H), 4,30-3,78 (m, 7H), 3,29-3,06 (m, 4H), 2,76-2,60 (m, 2H), 2,36-2,28 (m, 2H), 2,22-2,05 (m, 2H), 1,74-1,56
(m, 3H), 1,43 (s, 9H), 1,39-1,10 (m, 4H); nannbie 3p SIMP-cniektpockonuu (121,4 MI'n, CDCl;): 6 46,34 (s,
31P), 43,32 (s, *'P). JKX/MC: M+1 = 870.

Bposzunar (760 wmr, 0,87 mmons) pactBopsitor B CH,Cl, (56 Mi1) u nerasupyror ¢ nmomouisio N, B TedeHHUE
20 muH. JTo6aBnsror G1 I'pa66a (180 mr, 0,22 MMOJB) U IETa3UPYIOT B TEYCHUE JOMOTHUTENBHBIX 20 MuH. Pe-
aKIMOHHYI0 cMech HarpeBatoT 10 50°C B TedeHne Houw M oxyaxmaoT 1m0 KT. JloGaBisioT Tpuc(ruapokcu-
metmn)pocoun (1,35 r, 11 Mmmoip) ¢ mocneayromum nobasnenrem TEA (3,1 mm, 22 mmoins) u H,O (10 mm).
Peakmmonnyio cMmech HarpeBaroT 10 50°C B Teuenue 4 1 u 3areM 10 KT B Teuenne Houn. PasmensroT aBa ciosl.
Opranndeckuii cioit npomeiBaroT 0,5H HCI, conmeBbiM pactBopoM, cymaTt Na,SO4 1 KoHIeHTpupyoT. Heoun-
MICHHBIN MPOIYKT OYMIIAIOT KOMOHMIKCIIpecc-Xxpomarorpaduel, moyrydas 487 Mr IIUKIH30BAaHHOTO OJepuHA C
BBIXOZOM 66%. Jlanubie 'H SAMP-cnekTpockomuu (300 MI'u, CDCly): 6 7,82-7,68 (m, 4H), 7,47-7,40 (m, 1H),
7,32-6,96 (m, 3H), 6,60-6,54 (m, 1H), 5,66-4,98 (m, 6H), 4,46-3,97 (m, 8H), 3,84-3,74 (m, 1H), 3,44-3,13 (m,
3H), 2,53-2,32 (m, 4H), 2,09-1,07 (m, 18H); nanusIe 3p SIMP-cnektpockonuu (121,4 MI', CDCls): 6 45,34 (s,
31P), 43,41 (s, 31P). JKX/MC: M+1 = 842. Pacteop oneduna (798 mr, 0,95 MMOIIB) H 2-(2-H30MPOMAIAMHHO-
THa30J1-4-111)-7-MeTOKCUXUHOIMH-4-011 (300 mr, 0,95 Mmoiss) B NMP (10 mir) obpabatsiBaror Cs,CO; (310 wr,
0,95 mmounb). PeakimonHyto cMech HarpeBaroT a0 65°C B TeueHue HOUHM U 3ateM oxiaxaarT o KT. Peakmuro
pasBogsit EtOAc u npomsiBaror H,O. Boanstit cioii moxsonst 1o pH 4 ¢ momompro 1 H HCI u skerparupyror
EtOAc (2 x). O0benmuHeHHBIE OpraHndeckre ciion cymar Na,SO, u KOHIeHTpUpYIOT. HeounmeHHbI IpoayKT
OUMIIAIOT KOMOMIKCIIpecc-Xxpomartorpadueii, moiaydas 625 Mr TpedyeMoro mpoaykTa ¢ BeixogoM 72%. JlaHHble
'H SIMP-criektpockommn (300 MI'n, CDCly): & 8,02-7,98 (m, 1H), 7,47 (s, 1H), 7,34-6,96 (m, 7H), 5,69-5,60
(m, 1H), 5,40-5,25 (m, 4H), 4,51-4,07 (m, 3H), 4,03-3,71 (m, 8H), 3,54-3,36 (m, 4H), 3,16-3,05 (m, 2H), 2,85-
2,68 (m, 2H), 2,40-1,07 (m, 28H); mauubie °'P SIMP-cextpockonuu (121,4 MI'u, CDCLy): & 45,15, s, *'P),
44,29 (s, ’'P). KX/MC: M+1 =919.

K pactBopy mosrydenHoro Beimie npoaykra (625 mr, 0,68 Mmmons) B CH;CN (10 min) npu 0°C noGaBmnstror
omotpumerwicunad (0,5 mi, 3,4 mmons). Peakimonnyto cmech mepemermmBaroT mpu 0°C B TeueHue 5 MHH.
Job6asmnstor 2,6-mytunnt (0,48 M) u mepememmBarot B Teuenue 1 4. Jfobasmstor TEA (2 mor) 1 MeOH (3 M) u
nepememuBaioT B TedeHne 30 muH. CMech KOHIICHTPUPYIOT, yHapuBaloT coBMecTHO ¢ ToimyosioM 1 CH3;CN u
cymar B TedeHHe 20 MUH C IMONyYCHWEM HEOUYHUINEHHON KHUCIOTH. HEOouMIIeHHYI0 KHCIOTy pPacTBOPSIOT B
CH;CN (5 mm). Jobasnstot HaceimeHHbIH Na,CO3 B H,O (5 mun) u mepememnBaroT B Teduenue 5 MuH. J[o6aBis-
10T pactBop B TI'®D cBEXENPUTOTOBIEHHOTO MUKIOTIEHTHIXIopdopMuara. Peakiuio 3aBepmiator B TeueHue 0,5
4 ¥ KoHIeHTpupyoT. OctaTok pactBopstoT B EtOAc un no6asmsror 1,0H HCI, uytobsr moasectn pH = 2. Pazne-
JISIFOT J1BA CJIOSI U OPTaHUYECKUH CIIOM KOHIEHTpUPYIOT. HeounmeHHsIi TpoIyKT ounIaoT ¢ nomouisio BOXX,
nosyuast 327 mr mpoaykta 145 ¢ Berxogom 53%. Hanmste 'H SIMP-criektpockomun (300 MI'ir, CDCl5): & 8,89,
(s, 1H), 7,34 (d, ] = 9,5 I'y, 1H), 8,18 (s, 1H), 7,76-7,73 (m, 2H), 7,39-7,02 (m, 5SH), 5,84 (brs, 1H), 5,77 (dt, J =
8,9 I'm, 9,1 I'y, 1H), 5,29 (t, J = 9,5 I'u, 1H), 4,86 (s, 1H), 4,72 (t, ] = 9,2 'y, 1H), 4,38 (s, 1H), 4,22-4,03 (m,
6H), 3,57-3,43 (m, 1H), 3,32-3,17 (m, 1H), 2,85-2,78 (m, 2H), 2,66-2,58 (m, 1H), 2,31-2,23 (m, 1H), 1,94-1,82
(m, 3H), 1,58-1,33 (m, 24H), maumsie °'P SIMP-cnexrpockomuu (121,4 MI'm, CD;OD): & 41,98 (s, *'P).
KX/MC: M+1 = 903.

[Ipumep 146. ITonydenne coenuueHus 146.
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K pacrBopy coemmnenust 145 (30 mr, 0,033 mmons) B8 DME (1 mun)/H,O (0,1 mi) noGapmnstror m-
tosmwrruapasun (31 mr, 0,17 mmons) u NaOAc (19 mr, 0,23 mmons). Peaknonnyto cmeck Harpeparot 10 95°C B
tedenue 2 9 u oxnaxmaT 1o KT. Jlo6asistor Heckonbko kamnenb 3H HCI, uto6sr moBectn pH no 2. Heoun-
ICHHBI TPOXYKT OYMIIAOT ¢ moMompio BAXKX, momyuas 4 wmr kucnorst 146. Jammsie 'H SIMP-
cnekrpockoruu (300 MI'i3 CD;0OD): & 8,31 (d, J = 9,4 ', 1H), 8,18 (s, 1H), 7,75 (s, 2H), 7,39-7,04 (m, 5H),
5,84 (br s, 1H), 4,81-4,68 (m, 3H), 4,44 (s, 1H), 4,25-4,04 (m, 7H), 3,47-3,23 (m, 2H), 2,84-2,77 (m, 2H), 2,55-
2,52 (m, 2H), 1,95-1,33(m, 30H); mannsie °'P SIMP-cnexrpockoruu (121,4 MI', CD;0D): & 43,74 s, *'P).
KX/MC: M+1 =905.

[Ipumep 147. Tlonydenne coenuuenus 147.
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Coenunenne 147 momydarot, Kak OlMmMcaHo it ipuMepa 145, ¢ ucnonszoBanueM (ochrHata u3 npumepa
58. Jlauusie 'H IMP-cniexrpockonuu (300 MI', CD;0D) & 8,32 (d, 1H, J = 10 '), 8,19 (s, 1H), 7,81-7,72 (m,
2H), 7,35-7,20 (m, 2H), 6,94 (t, 2H, J = 8 I'm), 5,85 (br s, 1H), 5,74 (app q, 1H, ] =8 T'mm), 5,32 (t, 1H, J =10 I'm),
4,74 (t, 1H, J = 8 T'm), 4,40 (br s, 1H), 4,23-4,05 (m, 3H), 4,04 (s, 3H), 3,58 (t, 1H, J = 14 T'm), 3,36-3,22 (m,
1H), 2,90-2,77 (m, 1H), 2,70-2,58 (m, 1H), 2,37-2,24 (m, 1H), 1,93-1,76 (m, 2H), 1,69-1,37 (m, 17H), 1,34 (d,
6H, J = 7 Tm); nmanHbIe Y SAMP-cniektpockonmu (282,6 MI'm, CD;0OD) & -114,6; maHHbIe 3p gMP-
cnekrpockornuu (121,4 MI'n, CD;0D) 6 40,7; EI MS (m/z) 920,6 [MH+].

ITpumep 148. Ilonydenue coenunenus 148.

CoeMHEHHE TIOTYYAI0T, KaK OMUCAaHO uia coequaeHus 146. dKX/MC: 923 (M+1).
ITpumep 149. Ilonydenue coenunenus 149.
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Bposunar, nonyuenusiii B npumepe 147 (1,49 r, 1,73 MMonb), 1 PTOPXUHOIUH (CHHTE3 ONMMCAH HIDKE)
(0,58 r, 1,73 mmoup) 6epyT B NMP (18 M) ¢ kapoonatom 1ie3us (0,57 r, 1,73 mmodns). Peakmuro mepemernvBa-
foT Tipu 60°C B TeueHue 15 4, OXJTKIAIOT U TOMEMAIOT B dTHIaeTaT. CMech MPOMBIBAIOT PACTBOPOM OHUKApOO-
HaTa M BOJOW, CyIIaT, KOHIEHTPUPYIOT M OYHINAIOT dKCHpecc-Xpomarorpadueil ¢ moiaydeHueM TpedyemMoro
Boc-amuna (0,942 1, 57%).

Jannsrit Boc-amus (0,942 1, 0,098 Mmmois) 6epyt B DCM (10 mi1) u nodasmsitor 4H HCI B nuokcane (2,5
wt). CMech nepeMeIInBaloT IIPH KOMHATHOW TeMIIepaType B TeueHue | 4, 3aTeM KOHIEHTpHpYIoT. OcTtaTok Oe-
pyT B aneronurpuie (10 mi) u Boze (10 mu). /lo6aBisitoT mukiioneHTMIXIoOpopmMuaT (5 SKBUBAIECHTOB) U Kap-
6onat HaTpus (0,125 T, 1,17 MMOITB) M peakInio MepEMENTMBAIOT PU KOMHATHON TeMIieparype B TeueHue 1,5 4.
Peakumonnyro cmech pacmpenensior Mexnay H,O u sTuiameraToMm, MPOMBIBAIOT COJIEBBIM PAacTBOPOM, CyIIaT
(MgSO,) u koHIIeHTpUPYIOT. JlaHHbBIH ocTaToK OepyT B aneToruTprire (10 mur) u oopadarsiBatror TMSI (0,70 mut,
4,93 MMouTb) B TeueHHue 15 MuH, BO BpeMs dero nobaisior 2,6-mytuauH (10 3kB.). Peakiuio racsat MeTaHOJIOM,
KOHIIEHTPUPYIOT M OYMIIAIOT ¢ moMoinsio BOXKX ¢ momydennem tpedyemoro coeauaenus Gochunara 149 (533
Mr, 58% B Tpex cragusix), JaHHbIE 'H SAMP-cnekrpockonuu (300 MI', CD;0D): 6 8,62 (s, 1H), 8,18 (m, 2H),
7,74 (s, 1H), 7,61 (m, 1H), 7,25 (m, 1H), 6,93 (m, 2H), 5,79 (m, 2H), 5,36 (m, 1H), 4,76 (m, 2H), 4,38 (m, 1H),
4,16 (m, 1H), 4,12 (s, 3H), 4,05 (m, 1H), 2,81 (m, 2H), 2,65 (m, 1H), 2,32 (m, 1H), 1,86 (m, 1H), 1,60 (m, 22H),
1,37 (d, J =6,4 T'ri, 6H), mannsie °'P SIMP-criektpockommu (75 MI', CD;0D): & 40,807. JKX/MC: 940 (M-1).

XWHOJIMH TOJTy4aroT ciaeayomuM obpazoM: 2-drop-3-meTokcnben3oinyto kuciory (10 r, 58,8 Mmonb) n
ocHoBanne Xanwura (12,3 mi, 70,5 Mmois) OepyT B Tomyosie (50 mir) u Tper-OyTanosue (50 Mir) U epeMermBaroT
HaJl aKTUBUPOBAHHBIMU MOJICKYJISIPHBIMU CHUTaMU 4 aHrcTpema B TeueHue 1 4. JJobarmsttor audenmnpocdopua-
3un (15,2 mo1, 70,5 MMOJIBb) M peakIii0 HArpeBarT ¢ OOPATHBIM XOJIOMWIEHUKOM B TeueHue Houn. CMech oxXiia-
KAAIOT, GUIBTPYIOT W KOHIICHTPHPYIOT. 3aTEM OCTaTOK OEpYyT B ATHIIAIETATE, MPOMBIBAIOT BOJOW M COJICBBIM
pacTBOpOM, CylaT U KOHUEHTPUPYIOT 10 ModydeHus 15,6 T HeouumieHHoro marepuana. Jlanueiii Boc-aHuinn
3ateM mozBepratoT Bosneiicteuio 4H HCl B nquokcane (260 mur) B Tedenune 1 9 mpu KOMHATHOW TeMIlEpaType.
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Peaknuio KOHIICHTPHUPYIOT, 3aTeM OCpyT B ATHIIAIETATE, MPOMBIBAIOT PACTBOPOM OWMKapOOHATa HATPHs, 3aTeM
COJIEBBIM PAacTBOPOM, CYIIAT U KOHIEHTPUPYIOT 10 noxydenus (10 r). Janubli HeounmeHHsd anmwimH (10 T, 71
MMoOJIb) OepyT B MeTaHoie (200 mur) u noOaBisAIOT AuMeTunaneTuieH nukapookcmnat (10,4 mu, 85 MMOIb).
CMmech HarpeBaroT ¢ 0OpaTHBIM XOJIONMJIGHUKOM B TEUEHHE 2 U, 3aTeM KOHIEHTPHPYIOT U OYHIIAIOT KOJIOHOY-
HOU XpomaTorpaduei (3THIANeTaT/TeKCaHbl) ¢ MmoiydeHneM Tpedyemoro mpoxykra (11,64 r, 58%). dannsii
oneun (11,6 T) 6epyT B qudenmmoBom 3¢upe (80 mur). ['oToBAT necounyro 6anto u HarpesaroT 10 350°C. Peak-
IIUIO TTOMEIIAIOT B JAHHYIO MECOYHYI0 0aHI0 1 MOHHTOPHPYIOT BHYTPEHHIOIO TeMnepaTypy. Korna BHyTpeHHsA
temrieparypa nocturaeT 240°C BKIIOYArOT TaiiMep Ha 5 MuH. [1o MCTeYeHUM TaHHOTO BPEMEHH PEaKIIHIO BHIHH-
MaroT W3 MEeCOYHOM OaHM M JaroT oxyaanTbes. Ocaxkaaercst TBEpJOe BEUIECTBO KOPUYHEBOTO IIBETA, U €r0
(GUIBTPYIOT W WHTCHCHUBHO MPOMBIBAIOT IUATWIOBBIM 3(pHUpOM, Tonydas 8-GTop-4-rHIpOKCH-7-METOKCH-
XHHOJIMH-2-KapOOHOBYIO KHCIOTY (5,5 T).

JlaHHBIN METHIIOBBIH ci10XHBIH 3¢up (3,95 T, 15,7 MMoinb) GepyT B TT'® (50 mur), Boge (50 mur) n MeTaHose
(50 M) u mobasmsror LiOH (3,3 1, 79 MmMous).

Peakmuro nepeMenmmBaroT Mpu KOMHATHOM TeMIepaType B TedeHue 1 4, 3aTeM MOJKUCIIIOT ¢ UCIIONIb30Ba-
aueM HCI. TIpoaykT ocakmaroT u3 pacTBOpa M 3aTeM (QIIIBTPYIOT M CYIIAT JIMOPUIH3AKNEH C IMOJTyICHHEM K-
cinotsl (3,57 1, 96%).

Jannyro kucnory (3,57 r, 15 mmons) 6epyt B TT'® (150 mur) mpu 0°C. [lobGaBnsioT TpudTUIamMuH (4,6 M1,
33,1 mmonb) 1 n300yTHIIXIophopmuart (4,3 mi, 33,1 MMOITB) M CMeCh ITepEeMEIMBAIOT B TeueHue 1 4. B 310 Bpe-
Ms B pacTBop 3¢upa (nomydenroro u3 MNNG) nobaBnsaioT nuaszoMeran (2,2 3KBHUBajeHTa). Peakiuio mepeme-
muBaroT nipu 0°C B Teuenne 30 MUH M HArpeBaroT 0 KOMHATHOW TeMIiepaTypsl B TedeHHe 2 4. 3aTeM CMeCh
KOHIICHTPUPYIOT JO TOJIYYCHUS IUA30KETOHXMHOJNMHA C M300yTHIKApOOHATOM, 3alIUINAOIIMM THIPOKCHIL
Hannerit nuazokeros (15 mmons) 6epyr B TI'® (100 mu) n moGasnstor konu. HBr (8,5 mn, 75,3 MmMons) npu
0°C. Peakruro mepeMelnBaT B TeUeHUE 1 9, 3aTeM OepyT B ATHJIAINIETATe, IPOMBIBAIOT PACTBOPOM OHKapOOHa-
Ta, CyIIaT U KOHIEHTpUpYyIoT. OcTaTok OepyT B M30MPOIAHOJIE U T00aBISIOT H3onponmitiomouesuny (3,5 r, 30
MMoJib). Peaknmio HarpeBatot 1o 75°C B TedeHue | 4, 3aTeM OXJTaXAAIOT B TEYCHUE HOYU. TBEpaoe BEIIECCTBO
OPAHKEBOTO 1BETA (HIBTPYIOT ¥ CYIIAT C TONy4eHHeM aMHHOTHA30mxuHo 1 uHa (1,7 T, 33%), mannsie 'H SIMP-
cnekrpockonuu (300 MI'u, CD;0D): 6 8,62 (s, 1H), 8,18 (m, 2H), 7,74 (s, 1H), 7,61 (m, 1H), 7,25 (m, 1H), 6,93
(m, 2H), 5,79 (m, 2H), 5,36 (m, 1H), 4,76,(m, 2H), 4,38 (m, 1H), 4,16 (m, 1H), 4,12 (s, 3H), 4,05 (m, 1H), 2,81
(T 2H), 2,65 (m, 1H), 2,32 (m, 1H), 1,86 (m, 1H), 1,60 (m, 22H), 1,37 (d, J =6,4 I'n, 6H), nannsie *'P SIMP-
cnekrpockoruu (75 MI't, CD;0D): 6 40,807. XKX/MC: 940 (M-1).

IIpumep 150. TTonyuenne coennuenus 150.
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Coenunenne 149 (528 mr, 0,56 mmons) 6epytr B DME (5 mi) u Boge (0,5 mur). JloGaBisroT anerat HaTpust
(0,69, 8,43 mmoms) u Toswaruapazuna (0,785 r, 4,21 Mmmons) u peakiuio HarpeBatot mpu 95°C. Peakmuro MOHH-
topupyroT JKX/MC u onpenensoT ee 3aBeplieHne aepes 5 4, koraa ee oxnaxaaoT 1o 0°C u mobdasmsior HCI
(1,4 mn 6H pactBopa) M KOHIEHTPUPYIOT peaknuio. OcTaTok ounmmaroT ¢ nomouisio BOXX, momywas Tpebye-
MBI HaCBIIIEHHBI MPOAYKT, coeaunerne 150 (390 wmr, 74%), namnsie 'H SIMP-cnexrpockomuu (300 MI,
CDs0OD) & 8,16 (m, 2H),7,72 (s, 1H), 7,64 (m, 1H), 7,27 (m, 1H), 6,95 (m, 2H), 5,81 (brs, 1H), 4,75 (m,2H),
4,47 (m, 1H), 4,28 (m, 1H), 4,12 (s, m, 4H), 4,04 (m, 1H), 2,80 (m, 1H), 2,59 (m, 1H), 1,98 (m, 1H), 1,82 (m,
2H), 1,37 (m, 31H), nannsie °>'P SIMP-cniektpockommu (121,4 MI', CD;0D): & 42,381. JKX/MC: 942 (M+1).

ITpumep 151. ITonydenue coenunenus 151.
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Cramus 1. K cmecn nmpomexxyrounoro mpoaykrta VIII (22,03 r, 60,12 mmons) u stwinoBoro a¢upa (1-
aMMHO-2-BHHWIILMKIIONpOINN)-(2,6-nudropobensun)pocdrHoBOM KUCIOTH (ONMcaHHOM B mpumepe 58, 12,97 T,
40,48 mmoup) B Toiryoue (160 mur) mobasmsror 2-3tunrekcanoat Harpus (10,01 T, 60,26 mmoins) u H,O (240 mu).
Peakmonnyto cMmech HarpeBatoT 10 80°C u mepeMemrBaioT B TeueHue 48 4. PeakllMOHHYI0 CMECh OXJIAXKIAl0T
JI0 KOMHaTHOH Temmepatypbl, pazBogiar EtOAc (400 m) n pasnenstor. Boansiit cioii sxkctparupytor EtOAc
(200 mur). O6bemuHeHHBIE Opranudeckue cion npomeiBatorT 1H HCI (400 M), NaHCOj3 (300 mut), coneBbiM pac-
TBOpOM (400 Mmur), cymat Na,SO, ¥ KOHHIEHTPUPYIOT B BakyyMme. [Ipoaykr cBs3siBanus (23,25 1) momydaroT B
BHJE HeounieHHoro npoaykra. XKX/MC (M+1): 667,97.
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Cranus 2. Iomydyennslit panee nponykr (23,25 r, 34,82 mmons) u DABCO (6,26 T, 55,79 MMoiib) pacTBo-
psitoT B Tomyode (55 mu). Jlo6aBmsror pactBop B Toxyose (15 mi) 4-6pombenzoncynbhonmnxiopuaa (12,48 T,
48,9 Mmoip). Peaknimonnyro cmech nepememmuBatot npu KT B TeueHre HOUYH, TocTe 4ero Jo00aBISIOT TOTIOTHH-
TeabHBIN 4-0poMOen3oncynbhornnxiopun (7,14 r, 39,12 mmons) 1 DABCO (3,13 1, 27,9 Mmmons). Peaknuto
TepeMenuBaioT B TeueHne 3 4. PeakmmonHyo cMmech paszBonsat EtOAc (350 mu) u mob6asmstor 0,5H HCI (400
Mi). Pazmensiror nmBa ciosi. OpraHuyecKkre CJIOM TMPOMBIBAIOT COJIEBBIM pacTBopoM (400 mur), cymat Na,SO,,
(UIBTPYIOT ¥ KOHLIEHTPUPYIOT B BaKyyMe. HeoUnIIeHHbIN MPOIyKT OYHIIAoT XpoMarorpadureil Ha cuimkarene
(EtOAc-rekcansr), momy4as 20,38 T 6posmnara. XKX/MC (M+1): 887,75.

Cranus 3. bposmnar (11,96 1, 13,49 mmouns) pactBopsitor B CH,Cl, (1,33 11) 1 pacTBOp Zera3upyror B Te-
yenue 30 mun. PactBop Harpesatot 1o 40°C u no6asistror Katanuzarop I'padoa Gl (2,78 r, 3,38 mmonb). Peak-
U0 HarpeBaroT 10 45°C U mepeMeMBaloT B TeueHHue HOYH. [J00aBIISIOT JOMOTHUTENBHEIN Katanm3arop ['pad-
6a G1 (567 mr) u nepememmBaioT B Teuenue 7 4 npu 45° C. loGaBnsroT TpucruapokcuMeruiadochun (25,24 r,
0,17 mouw), TEA (57 M, 0,34 mons) u H,O (200 M) 1 peakIMOHHYIO CMECh HAarpeBaroT ¢ 0OpaTHBIM XOJIO-
JUIBHUKOM B TEUCHHE HOYM, Iocie 4dero ee oxiaxnatror 10 KT u pasmensior nBa cinos. OpraHudeckuil cioi
npomeiBatoT HyO (2 x 200 mi) u coneBbM pactBopoM (400 min), cymar Na,SO4 1 KOHIEHTPUPYIOT B BaKyyMe.
Heounmenupii MpoayKT ouumiaroT xpomarorpadueid Ha cummkarene (EtOAc-rekcansl) ¢ momydenueMm 5,79 T
MaKpoIKInIeckoro onedurHa ¢ BerxogoM 50%. XKX/MC (M + 1): 857,88.

Cramus 4. Makponukindeckuit onedun (5,78 r, 6,74 MMOIIb) ¥ METHIIOBBIH 3Qup 8-xI0p-4-rUApOKCH-7-
METOKCH-XUHOJUH-2-KapOoHOBOW kuciotel (2,17 r, 8,10 Mmmomns) pactBopsitor B NMP (68 M) m no0aBisioT
Cs,COs (2,21 1, 6,77 mmonb). Peaknimonnyro cMech HarpeBatoT 1o 70°C 1 mepememmBaroT B Tedenue 6 4. Jlo-
GasistroT gomosHATENbHBIH Cs,CO; (219 mr, 0,68 MMons) u nepememmBatot ipu 70°C B Teuenue 5 4. Peakun-
OHHYIO cMech oxuaxnaroT 10 KT u mepemermBarot B TeueHue Houn. Cmech BeutuBatoT B H,O/coneBoii pactBop
(900 m/100 M) u sxcrparupyroT EtOAc (3 x 250 mir). Opranudeckuit cmoit mpomsiBaioT 2% LiCl (300 i),
NaHCO; (300 mu), coneBbiM pactBopoM (300 mi), cymar Na,SO,, GuisTpyloT n KOHIEHTpUpyoT. Heounmen-
HBII TIPOAYKT OouyMIIaloT Xpomarorpaduei Ha cunmkarene (EtOAc-rekcansl) ¢ mosmydenueM 4,11 r cioxHOTO
a¢wupa c Berxogom 69%. KX/MC (M + 1): 889,14.

Cranus 5. K pactBopy nomyuenHoro Beimie cioxHoro s¢upa (4,11 1, 4,62 mmoins) B8 CH,Cl, (23 mi) no-
6assror 4H HCI B 1,4-nuokcane (23 mi). Peaknmonnyro cmecs nepememuBator npu KT B teuenune 1,5 4 u
KOHIIEHTPUPYIOT B BakyyMme. Heounmennyro coinp HCI pactopsitor B CH3;CN (46 mum)/Haceimerrom Na,COs (46
MJI) B T0OaBISIOT PacTBOp IMUKIONEeHTHIXIophopmuata B TI'® (46 mi). Peakius 3aBeprnaercs B TeueHue 20
MuH. OpraHndecKuil Cioi NEeKaHTHPYIOT C TBEPJOrO BEMIECTBA, KOTOPOE OCAXKIAIOT, U KOHIIGHTPUPYIOT B Ba-
Kyyme mocie npombiBanust TBepaoro BemectBa CH;CN u CH,Cl,. TBepaoe BemecTBo, KOTOPOE OCaXKAAETCS,
pactopsitor B HO (250 mi1) m sxctparupytor CH,Cl, (2 x 125 mir). O6betMHEHHbIE OpTraHUYECcKHe CIION Mpo-
MBIBAIOT COJIEBEIM pacTBOpoM, cymaT Na,SO4 1 KOHIIEHTPHPYIOT B BakyyMe. HeounmmeHHbIi MPOIyKT OYUIIAIOT
xpomatorpadueit Ha cunukarene (EtOAc-rekcansl) ¢ momydenuem 4,00 T mukionenTuinkapoamara. XKX/MC (M
+1): 901,13.

Cranus 6. Huknonentunkapoamar (4,39 r, 4,87 mmons) pactBopsitor B TT'® (48 mi)/H,O (48 mun) u oxia-
xnatoT 10 0°C. JJo6asmsror NaOH (200 mr, 5,0 MMob). Peakiimonnyro cmech nepememmsatot rnpu 0°C B Teue-
Hre 40 MUH 1 J0OABIISIOT JONONHUTENbHBIN KaTtaauzaTop (200 mr, 5,0 MmMois). Peakuunio nepeMemnmsaror B Te-
yenne 15 mun. Peaknmonnyro cmeck pasBoaat H,O (200 i), moakucnstoT no pH 2 ¢ momompro 1H HCI u skc-
tparupytot EtOAc (3 x 300 mu). O0bemuHEHHBIE OpraHudeckue ciion cymaT Na,SO,, QuIbTpyloT, KOHIIEHTPH-
PYIOT U CyIIAT MOJA BaKyyMOM, Hony4as 4,26 T KUCJIOTHI ¢ BEIXOA0OM 98%.

Cranus 7. K pactBopy kuciotsl (2,20 1, 2,48 Mmmons) B TT'® (25 mun) ipu 0 °C nobasnstor TEA (0,38 mu,
2,73 MMOJIb) U TIEpeMeInBaloT B TedeHue 5 MuH. M3o0ytunxmopdopmuar (0,36 mi, 2,75 MMOIIb) JOOABISIOT 11O
KaIlIsIM U peakMOHHYI0 cMech nepeMernuBaioT B TedueHue 40 mun npu 0°C. JIo6aBisroT pactBop B ddupe aua-
3oMeTaHa (5 M, 5 MMOJIB) M PEaKIMOHHYIO cMech HarpeBatoT 10 KT u mepememmuBaior B TeueHue 2 4. CMech
KOHIIEHTPUPYIOT U ocTaTok pacTBopsitoT B EtOAc (400 mi). Crnoit EtOAc npomsiarot HackimeHHBIM NaHCO;
(150 mur), H,O (150 mur), coneBsiM pactBopoM (150 M), cymat Na,SO4 1 KOHIEHTPHUPYIOT 0 ToydeHus 2,22 T
HEOUHIIIEHHOTO TpoAyKTa aua3zokeTona. JKX/MC (M + 1): 911,33.

Cranus 8. IuazokeroH (2,22 r, 2,44 mmoinb) pactBopsitoT B TT® (25 mun) u oxnmaxnaror o 0°C, mocie ue-
ro Bogublii HBr (1,38 mi, 48%, 12,2 MMoIb) T0OABIIAIOT MO KAIUIIM M PEAKIMIO TICPEMCIINBAIOT B TeUeHHE 1,5
4. Peaknmonnyro cmech pasBomiar EtOAc (400 mu) m npombiBator NaHCO;. BomHblil cioit sKcTparupyoT
EtOAc (150 mi). O6benuHenHble opranuyeckue cion cymar Na,SOy, GUIBTPYIOT, KOHIEHTPUPYIOT U CYIIAT
oJT BakyymoM, nony4das 2,36 T a-0pomkerona. JKX/MC (M + 1): 965,01.

Cramus 9. Cmech a-OpoMketoHa (2,36 T, 2,44 MMoJTb) 1 u3omponuia-TuoMoueBUHbI (580 mT; 4,91 Momb) B
2-npomna”oste (25 mi), HarpeBaroT 10 75°C u nmepeMemnBaioT B TeueHue 1,5 4. PeakimoHHy0 cMech OXJIaKAaloT
1o KT n xonnentpupytot. Octatok pacteopsitor B EtOAc (300 mi) u npomsiBator NaHCO; (350 mut). Boansrit
cioit akctparupyoT EtOAc (200 mi). OObeqMHEHHBIE OpPTaHUYECKHE CJIOW MPOMBIBAIOT COJIEBBIM PAacTBOPOM
(200 m), cymat Na,SO4 1 KOHIIEHTPUPYIOT A0 TofydeHus 2,64 T mpoaykra cioxHoro s¢upa. XKX/MC (M + 1):
983,31.

Cramus 10. Cnoxusiid a¢up (2,64 1, 2,68 mmoib) pactBopsitoT B CH;CN (18 mur) m oxmaxnaroT mo 0°C.
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HNonorpumernicunan (1,95 mi1, 13,7 MMoIb) 106aBsIOT Mo KarmiaM. PeakiuoHHyo cMech Harpesaot 10 KT u
nepeMeInBaT B TeyeHne 35 muH. Jobasmsror 2,6-mytunus (4 Mi1) 1 MeOH (4 Mi1) 1 KOHIEHTPHPYIOT peak-
IIMOHHYIO CMeCh. HeodummeHHbI TPOAYKT ouMIaioT ¢ momoimbio BOXX, momydast 1,78 T coemunenust 151.
Jaunsie 'H SAMP-cnekrpockonuu (300 MI'n, CDCly): & 8,38 (d, J = 9,3 ', 1H), 8,30 (s, 1H), 7,60 (d, J = 9,3
I'u, 1H), 7,32-7,19 (m, 1H), 6,99-6,87 (m, 2H), 5,84 (bs, 1H), 5,73 (bq, J = 8,9 I';, 1H), 5,32 (dd, ] =9,9, 9,9 I'Ly,
1H), 4,96-4,82 (m, 1H), 4,80-4,71 (m, 1H), 4,27 (bs, 1H), 4,20-3,78 (m, 3H), 4,16 (s, 3H), 3,66-3,52 (m, 1H),
3,36-3,22 (m, 1H), 2,92-2,73 (m, 2H), 2,73-2,59 (m, 1H), 2,35-2,22 (m, 1H), 1,93-1,71 (m, 2H), 1,71-1,20 (m,
17H), 1,38 (d, J = 6,6 T'u, 6H), nanusie 3lp SAAMP-cnekrpockoruu (121,4 MI'n, CD;0D): & 40,5; XXX/MC
(M+1): 955,43.
IIpumep 152. TTonyuenne coenuuenus 152.
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Cramus 1. [Ipomexxytounsiid mpoaykt XI (17,42 1, 28,30 mmoub) pactBopsitoT B TT'® (136 mur) u oxiaxk-
natot 10 0°C. K pactBopy mob6asisitor N-metunmmopdomun (4,7 M, 42,7 mmoinb). YUepes 10 MUH BeIIEp)KUBaHUS
mpu 0°C no6aBnsioT mo KamisaMm u-oyrunxmopdopmuar (4,05 v, 30,96 mmons). Uepe3 momOTHUTENbHBIA 1 9
3TWIOBBIN 3¢up (1-aMHHO-2-BUHUIIHKIONPOTIII)-(2,6-11udTopOeH3MT)(HOCHUHOBON KUCIOTHI (ONMMCAHHBIA B
TIpumepe 58, 8,94 1, 29,70 MMoib) MeIIeHHO T00aBISIOT B BUae pactBopa B TI'® (20 mur). CycnieH3uto Harpe-
BatoT 10 KT u uepes 2 u ee pacnpenemnsitor mexny H,O (400 mir) u sTrranieratom (200 mut). BoHslii ciioid sket-
parupyroT sTrnaneratoM (200 Mt x 2) u o0beauHEeHHBIE opranmdeckue ciion nmpomeiBator HCI (1H, 225 m) u
H,0 (200 mur). KucnotHslit IpOMBIBHON PacTBOpP M BOJIHBIN IPOMBIBHOM pacTBOp 00BEAMHSIOT M CHOBA DKCTpa-
rupytoT stmwianeraToM (175 Mo x 2, 100 ma x 2). O0bennHEHHBIE OpPraHUYECKHE CIOW TPOMBIBAIOT COJICBBIM
pactBopoM (400 M), cymar Hax Na,SO, ¥ KOHIEHTPUPYIOT B BakyyMme, nonydas 25,06 T AMEHOBOTO MPOIYKTa C
BBIX0/IOM TI0 HEOUHIIEHHOMY TPOoAyKTY 98,5%. XKX/MC (M + 1): 898,06.

Cranus 2. Heounmennsiit auenoBsiit nmpoaykt (12,91 r, 14,36 mmons) pactBopsitor B CH,Cl, (1440 min) u
pactBop nerasupytotr B TeueHne 30 muH. PactBop Harpesaror no 40°C u noGasnsroT kKatanusarop ['padda Gl
(2,95 1, 3,59 Mmmonb). Peakiuro HarpeBaroT ¢ 00paTHBIM XOJOIMIBHUKOM B TedeHue 17 4, mocie 4ero mo0aBis-
10T Tpuc-ruapokcumeTmndochun (22,3 r, 18,0 mmons), TEA (50 mi, 35,9 mmons) u H,O (400 mur) u peakmoH-
HYIO CMECh HarpeBaroT JO KHUIIEHHUS C OOpaTHBIM XOJIOIMIBHUKOM B TE€UCHHE JOMOTHUTEIBHEIX 16 4. Peakunon-
HyI0 cMech oxnaxnatoT 1o KT u pazaenstor nsa ciost. Opranwuecknii cioit npomeiBaroT H,O (400 mur) 1 code-
Bo#t pactBop (300 M), cymar Hagx MgSO, 1 KOHIIEHTPUPYIOT. HeodnImeHHbIi 0CTaTOK OYHIIAIOT XpOMaTorpa-
¢ueit Ha cuukarene, noiaydas 8,30 T MpoayKTa MaKpOIHMKINIECKOTO ojiedrHa ¢ BEIxoaoM 66%. XKX/MC (M +
1): 870,09.

Cranus 3. Makpouunknnueckuit onepun (7,34 r, 8,42 mmoins) pacTBopsiioT B sTrinanerate (105 mur) u no-
0aBIAIOT poauid Ha okcuie amoMuHus (5 mac.%, 2,945 1, 0,40 mac.%). B cucrteMe 0TKa4MBarOT BO3IyX H IIPO-
myckatoT depe3 Hee H, (1 arm., 3x). K cucteme depe3 3 4 no0aBisroT emie poauii Ha OKcHIe amroMUHUS (5
Mmac.%, 842 mr, 0,10 mac.%) 1 U3 Hee OTKAYMBAIOT BO3AyX U mpomyckaioT H, (1 atM., 3x). Tlocie monomHUTENh-
HOTo 1 4 cycneH3uio GUIbTPYIOT U KOHIIGHTPUPYIOT B BaKyyMe, rmoiydast 6,49 I BOCCTaHOBJIEHHOT'O MaKpOIIMKJIA
C BBIXOJIOM I10 HEOUYHINEHHOMY TIpoayKTy 88%. XKX/MC (M + 1): 872,04.

Cranus 4. Makpouukin 6posunara (6,49 1, 7,67 MMOJIb) pacTBOPSIIOT B N-METHIITUPPOIHHOHE (25,0 M)
U J00aBISIOT 8-XIJ10p-2-(2-U30MPONMIaAMUHO-THA30I-4-1IT)-7-METOKCH-XHHOMUH-4-011 (2,564 T, 7,33 MMoOIB), a
3ateM Cs,COs3 (4,40 1, 13,50 mmonns). Cmech HarpeBatoT 1o 65°C B TeueHHe 6 4, 3aTeM pa3BOJIAT dTHIIAIETATOM
(200 mur) m nmpomeiBatot LiCl (5%, 250 mut). BogHsrii cnoii skctparupyror stunaneratoM (100 mit x 2) u o0be-
JMIUHEHHBIE OPTAaHWYECKHE CIIOM MPOMBIBAIOT COJIEBBIM pacTBopoM (150 mu), cymat mang Na,SO,/MgSO, n xoH-
HEHTPHPYIOT B BakyyMe. HeouuImmeHHBII OcTaTOK OYHMINAIOT XpomaTrorpadueil Ha cuimkarene (3THIaneTar-
METaHOI) ¢ moxy4eHueM 4,39 T mpoaykra aMHHOTHa30Ja ¢ BEIXoAoM 58%. JKX/MC (M + 1): 985,28.

Cramus 5. Cnoxusiii a¢pup pochunara (23,7 r, 24,05 mmons) pactBopsitoT B CH3CN (240 M) u oxmax-
natot 10 0°C. Monorpumermicunan (17,4 mi, 122,3 MMoiib) GBICTPO [0GABISIOT MO KAIUISIM C MOCIIEIYIONMIAM
nob6asienueM vepes 10 mun 2,6-mytrauna (17,0 mit, 146,4 Mmouts). PeakiimoHHYI0 cMeCh MEJUICHHO HarpeBaloT
1o KT u nepememmBaroT B TedeHue 1 v, 3aTeM cHOBa oxyaxnaroT 10 0°C u godapnstot 2,6-mytuaus (11,1 Mo,
95,6 MmMous), a 3areM MeOH (24 mun). PacTBop KOHLIIEHTPHPYIOT B BaKyyMe W HEOUHIIEHHBIH OCTATOK OYUILAIOT
¢ nomouibio BOXX ¢ nmonyuenuem 12,68 r coequnenus 152 ¢ Beixoaom 55%. JlanHble 'H SIMP-crieKTpoCKOIUH
(300 MI't, CDCls): & 8,35 (d, J =9,3 I't, 1H), 8,28 (s, 1H), 7,85 (s, 1H), 7,64 (d, ] = 9,6 I'y, 1H), 7,35-7,22 (m,
1H), 7,02-6,89 (m, 2H), 5,85 (bs, 1H), 4,82-4,71 (m, 2H), 4,33 (bs, 1H), 4,28-3,99 (m, 3H), 4,16 (s, 3H), 3,57-
3,28 (m, 2H), 2,90-2,78 (m, 1H), 2,63-2,50 (m, 1H), 2,08-1,91 (m, 1H), 1,91-170 (m, 2H), 1,70-1,13 (m, 22H),
1,37 (d, J- 6,9 I'n, 6H); manneie °'P SIMP-ciekrpockomuu (121,4 MI'u, CD;0D): & 42.4; )KX/MC (M+1):
957,35.
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ITpumep 153. Ilonydenue coenunenus 153.

0.

Bposunar, mony4ennsiit B mpumepe 147 (603,2 mr, 0,70 MMOJIb), B METHIIOBBIH 3Gup 8-OpomM-4-THIPOKCH-
7-METOKCHU-XWHOJINH-2-KapOOHOBOM KUCTOTHI (263,4 mr, 0,84 MMoib) pacTBopstoT B NMP (7,0 M) u no6aBis-
o1 Cs,CO;3 (251,5 mr, 0,77 mMonb). Peakonnyro cMech HarpesatoT 10 70°C u mepeMenmBaioT B TeYeHUE HO-
gy, Peaknmonnyro cMech oxmaxaaroT 1o KT u BeumBaroT B H,O (175 min)/coneBoii pactBop (25 M) U dKCTpa-
rupytoT EtOAc (3 x 100 mur). Opranuueckuii cioid npomsiBatoT 2% LiCl (125 mur), NaHCO; (150 mi), coseBbIM
pactBopoM (100 mur), cymatr Na,SO,, GUIBTPYIOT M KOHIEHTPHPYIOT MO MOJYYCHHSI 655 MI' HEOUHIEHHOTO
npoaykra. JKX/MC (M+1): 934,94,

K pactBopy mosydenHoro Bblie npoaykra (655 mr, 0,70 mmons) B CH,Cl, (3,6 M) nobasmsitor 4H HCI B
1,4-mnokcane (3,4 mi). Peakimonnyro cmecs nepememuBatoT npu KT B TedeHue 1 4 ¥ KOHLEHTPUPYIOT B Ba-
kyyme. Heounmennyto cons HCI mpoxykra pacteopsitor B CH;CN (7 mur)/aacsimenasiM Na,CO; (7 mit) u 1o-
6aBisTIOT pacTBop HuKiIoneHTwIxiaopdopmuara B TI'®. Peaknus 3aBepmraercs B teuenne 20 muH. Oprannye-
ckuil pacTBop AekaHTupyroT ¢ Na,CO;, KOTOPBIN OCaXkJaeTcs, U KOHIEHTPUPYIOT B BaKyyMe MOCJE IPOMBIBA-
uus tBepraoro BemectBa CH;CN u CH,Cl,. Teepaprit Na,CO; pactBopsitor B H,O (75 M) M 9KCTparupyror
CH,CI, (2 x75 mm). OObearHEHHBIE OpPraHUYECKHE CJIOW IPOMBIBAIOT COJEBBIM pacTBopoM (75 mur), cymar
Na,SO, 1 KOHUEHTpUPYIOT. HeounIeHHbIi MPOIYKT OUYHINAIOT KOMOUIKeIpecc-xpomarorpaduei, momyyqas 473
MT OUKJIONCHTIIIKapOaMaTa ¢ BerxonoM 71%. dKX/MC (M+1): 945,10.

[ToydeHHbIN paHee CIOXHBIA METHIIOBBIH ddup (473 mr, 0,5 mmons) pactBopsitor B TI'® (1,6 mi)/H,O
(1,7 mm) m oxnaxnarot g0 0°C. JJob6asnstor LiOH (60,4 mr, 2,52 mmoins) B H,O (1,7 mur). Peaknmonnyro cmech
nepememuBaioT nmpu 0°C B Teuenne 40 MuH 1 100aBIAIOT AonoHUTENbHBIH NaOH (200 mr, 5,0 MMois). Peak-
IIUIO TIEpEeMEITUBAIOT B TeueHue 15 MuH. Peakimonnyio cmech pazpogsat H,O (20 mun), moxkucnstor g0 pH 1 ¢
nomornisio 1H HCI u axctparupytor EtOAc (3 x 25 mi). O0benuHeHHBIEe opranndeckue ciaon cymat Na,SOy,
(UITBTPYIOT, KOHIICHTPUPYIOT M CYIIAT MO BAKYYMOM C ITOTyYCHHEM KHUCIIOTHI.

K pactBopy kucnotst (466 mr, 0,50 mmons) B TT'® (5 M) nmpu 0°C nobasmstor TEA (77 mxi, 0,55 MMmons)
MepeMEINBalOT B TeyeHue 5 MuH. M3zo0yrunxioppopmuar (72 Mk, 0,55 MMOIb) 1OOABISIOT MO KAIUISIM M peak-
IIMOHHYIO cMech InepeMelnuBatoT B TeueHue 1 4 npu 0°C. JloGaBisttor pactBop B adupe nuazomerana (2,70 mu,
1,08 MMo1B) M peakIuoHHYI0 cMech HarpeBaroT 10 KT u nepememnmuBatoT B TeueHue 2 4. CMech KOHLEHTPUPYIOT U
ocrarok pactopstoT B EtOAc (75 mun). Cnoii EtOAc npomeiatot HackimenasiM NaHCO; (60 mur), H,O (50 mn),
cosieBbIM pactBopoM (50 mit), cymat Na,SO, ¥ KOHIEHTPUPYIOT € MOJTyYeHUEM HEOUHILIEHHOTO POIYKTa.

Heounmennsiii ara3oketoH (478 mr, 0,5 MMoub) pactBopsitor B TI'® (5 M) n oxnaxgator g0 0°C, HBr
(0,29 mu, 2,52 MMOJb) TOOABISIOT MO KAIUIAM M PEAKIIMIO TEePEMENINBAIOT B TeueHne 15 MuH. PeakimoHHyio
cMmech pasBoaat EtOAc (200 mi) u mpomeiBatoT NaHCO; (75 mur). Boanssriii cnoii skctparupyrotr EtOAc (20 mi).
OO0benuHeHHBIE OpraHudeckue ciou cymart Na,SO,, GUIbTPYIOT, KOHICHTPUPYIOT W CYIIAT TOJ[ BAKyYMOM C
nosryaenueM 403,4 mr 6pomkerona. JKX/MC (M+1): 1008,91.

Cwmech OpomketoHa (403,4 mr, 0,4 MMOJIB) M U30TIPOTIMII-THOMOYEBHHEI (94,4 mr, 0,8 MOB) B 2-TIponiaHoJIe
(25 M) narpesarot 110 75°C u nepemermmBaroT B TeueHue 0,5 4. Peakiuonnyto cmech oxnaxaatoT A0 KT u koH-
neHTpupyoT. Octatok pactopsitorT B CH,Cl, (150 M) u mpomeiBaror NaHCO; (30 mut). BoaHerit cioii skerpa-
rupyrot CH,Cl, (150 mur). O0beIMHEHHBIC OPTaHHYSCKUE CIIOW IPOMBIBAIOT COJICBBIM pacTBopoM (50 mur), cy-
maT Na,SO4 ¥ KOHIEHTpUPYIOT A0 noiydenus 424,1 mr tpedyemoro npoaykra. XKX/MC (M+1): 1029,17.

[Moxyuennsrii panee cnoxusiid a3¢up (424,1 mr, 0,41 mmois) pactBopsitor B CH3CN (4,1 mMin) u oxnaxaaror
10 0°C. Vogorpumermncumas (0,3 M, 2,07 MMOJIb) JOOABISIOT O KAIUIsIM. PeakiMOHHYIO CMECh HATPEBAIOT 10
KT u nepememmBaroT B Teuenne 20 muH n oxnaxaatot 10 0°C. Jlo6asmsrot 2,6-mytuaud (0,5 M) u MeOH (0,5
MJI) H KOHIICHTPUPYIOT PEAKITHOHHYIO CMeCh. HEOUNIIeHHBIH MPOAYKT OUHIIAIOT ¢ moMoIisio BOXKX ¢ momyde-
areM 232,1 Mr coexunenus 153 ¢ Berxomom 46%. Jammsie 'H SIMP-criektpockorun (300 MI't, CDCly): & 8,43
(d,J=9,0 I'u, 1H), 8,33 (s, 1H), 7,90 (s, 1H), 7,60 (d, J = 9,3 'y, 1H), 7,35-7,21 (m, 1H), 6,95 (dd, ] =7.8, 7,5
I'y, 2H) 5,88 (s, 1H), 5,84-5,71 (m, 1H), 5,34 (dd, J = 9,3, 9,0 I'u, 1H), 4,77 (dd, J = 8,4, 7,5 T'u, 1H), 4,24-4,01
(m, 7H), 3,60 (t, J = 15,3 T'm, 1H), 3,32 (t, J = 15,3 'y, 1H), 2,95- 2,75 (m, 2H), 2,75-2,58 (m, 1H), 2,37-2,23 (m,
1H), 1,96-1,61 (m, 2H), 1,61-1,15 (m, 17H) 1,38 (d, J = 6,6 ', 6H), nanHbIc lp SAMP-cnekrpockomuu (121,4
MI'i, CD;0D: 6 40,9; )KX/MC (M+): 1001,20.

ITpumep 154. Ilonydenue coenunenus 154.
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Cmecwy coemmuenust 153 (221,3 wmr, 0,22 mwmonb), anerara Hatpus (274,1 wr, 3,34 Mmone) u 1T-
toswiruapasuna (310,7 mr, 1,67 mmons) B8 DME (2 mim) u H,O (0,2 mit) Harpesarot 1o 95°C B Teuenue 1,5 u.
Peakmmonnyro cmech oxnaxaatot 10 KT u o6padateBaror 4H HCI (0,8 mur). HeounmeHHBIH TPOAYKT OYHUINAIOT
¢ momotsio BAXKX, monyuas 101 Mr coenuuenns 154 ¢ Boixonom 47%. Jlanuste 'H SIMP-criextpockormu (300
MTI'u, CDCl;): 6 8,40 (d, J =9,3 T', 1H), 8,29 (s, 1H), 7,88 (s, 1H), 7,63 (d, J =9,6 I'u, 1H), 7,33-7,21 (m, 1H),
6,96 (t, J = 7,8 I'u, 2H), 5,86 (bs, 1H), 4,83-4,70 (m, 1H), 4,31-4,00 (m, SH), 4,17 (s, 3H), 3,57-3,47 (m, 1H),
3,47-3,33 m, 1H), 2,90-2,78 (m, 1H), 2,64-2,52 (m, 1H), 2,06-1,92 (m, 1H), 1,90-1,69 (m, 2H), 1,69-1,12 (m,
22H), 1,37 (d, J = 6,6 T'u, 6H); nanusie 3lp SAMP-cnekrpockornuu (121,4 MI', CD;0D): 6 42,2.

IIpumep 155. TTonydenne coenuuaenus 155.

0.

PactBop Makponmkimdeckoro (ochunara (momyuennoro B npumepe 147) (212,6 mr, 0,25 mmoub) u 2-(2-
M30TPOMUIAMHHOTHA30JI-4-1IT)-7-METOKCU-8-MEeTHII-XUHOJIMH-4-011a (82,0 mr, 0,25 Mmmons) B NMP (3 mir) obpa-
6arpiBator Cs,CO; (81,3 mr, 0,25 mmons). Peakuonnyro cMech HarpeBaroT 1o 70°C B TedeHHE HOYM W 3aTeM
oxnaxaatoT 10 KT. Peakuro pazsonsar 5% LiCl (10 min) u sxcrparupytor EtOAc (3 x 10 mur). O0beanHeHHbIE
OpPTraHHUYECKHE CIIOM MPOMBIBAIOT COJIEBBIM PacTBOpOM, cymaT Na,SO4 1 KOHIEHTpHUPYIOT. HeounmeHnsIit mpo-
IIYKT OYHIIAIOT KOMOHMIKCTIpecc-Xxpomarorpadueii ¢ moixydeaneM 166,1 Mr TpeOyeMoro mpoayKkTa ¢ BBIXOIOM
70%. K pactBopy momyuennoro Beite coeauaeHus (1,383 r, 1,45 mmons) 8 CH,Cl, (7,5 mi) mo6asistrotr 4H HCl
B 1,4-nuokcane (7,5 mu1, 30 Mmoip). Peaknnonnyto cmecs nepemerimBarot npu KT B Teuenue 2 4, KOHIEHTPH-
pyIOT, cymat moja BakyymoM B TedeHue 20 MuH u 3aTeM pacTBopsitoT B CH3;CN (15 mu). [[o6GaBIisitoT HACHITICH-
uelii NaHCO; B H,O (15 mu1) u mepeMemuBaioT B TeueHHE S5 MUH. J[0OABISIOT CBEKEIPUTOTOBICHHBINA ITMKIIO-
nenTwxiopdopmuat (7,7 mmoins) B TT'D (15 mi). Peakums 3aBepiraercs B reueHue 1 4. PactBopurens ynans-
FOT Ha POTOPHOM HCHapuTese u octatok pa3BomiaT EtOAc. Cmech poBomat o pH 2 ¢ momomsto 1H HCI u pas-
JIeNSIoT nBa ciosi. OpraHumdeckre CJIOW MPOMBIBAIOT COJIEBBIM pacTBOpOM, cymar Na,SOy4, GUIBTPYIOT W KOH-
neHTpupytot. [Tomydarot nukimonentanomikapoamar (1,21 r) B Buie HEOUUIIIEHHOTO MPOIYKTA.

K pactBopy nuknonenramikapbamara (194,9 mr, 0,20 mmoiis) B CH;CN (2 mur) ipu 0°C 1o6aBisioT 5 9k-
BHUBAJICHTOB HOAOTpUMETHIICHIIaHa. Peaknmonnyto cmech nepememuBaior pu 0°C B Teuenue 35 muH. [[ob6aB-
nsttoT 2,6-mytuanH (0,4 MiT) 1 iepeMemuBaioT B Tedenue 5 muH. Jlo6asmsror MeOH (0,4 Mur) 1 mepemMenBaroT
B TeueHre 20 MuH. CMech KOHIEHTPUPYIOT U HEOUHIIEHHYIO KUCIOTY OYHINAoT ¢ momomisio BOXKX, momyqas
97,4 Mr kucnoTsl 155 ¢ BerxomoM 51%. XKX/MC = 935,40 (M'+1).

ITpumep 156. Ilonydenue coenunenus 156.
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K pactBopy 155 (46,8 mr, 0,05 mmons) B DME (0,5 mim)/H,O (0,05 mir) mobasisitoT n-ro3unruapasuf (69,7
mr, 0,80 mmonbe) 1 NaOAc (61,8 mr, 0,75 MmMmons). Peakimonnyro cMmeck HarpeBaroT 10 95°C B TeueHue 2,5 94 u
oxnaxaaoT 1o KT. Jlo6asmsror Heckombko karenb 3H HCI, ato6s1 moasectn pH 2. HeouummeHHbIH TPOIYyKT
ounmarot ¢ nomomsio BIXKX, momydas 20,6 Mr kucioTsl 156 ¢ Beixomom 44%. JKX/MC = 937,33 (M'+1).
IIpumep 157. Tlonydenne coennuenus 157.
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Kucnory XI (3,09 1, 5,03 Mmmoiis) 1 NMM (0,78 M, 7,06 Mmouts) pactBopsitoT B TT'® (40 M) u oxnmaxma-
o1 g0 0°C. U3o0ytunxioppopmuart (0,69 mi, 5,3 MMoIb) 100aBIAIOT MO KaruisaM U niepememuBaiot nmpu 0°C B
TedeHue 1 4.

MemieHHo T00aBISIOT ATHIIOBBINA d¢up (1-aMuHO-2-BHHHIIIIKIONpOHN )-(2,3,6-TpudTopben3un)dochu-
HOBOW KHCIJIOTHI (TTOJIY4eHHBIH, KaK OTIMCAaHO B mpuMepe 68, ¢ ucrmosnb3oBanneM DMS) (1,75 1, 5,48 Mmomb) u
cMmecsh nepemennBatot npu KT B teuenue 1,5 4. Peakiuro pazsonsat EtOAc u npomsiBator 1H HCI, Hackimien-
HeIM NaHCO;/coneBbiM pacTtBopoMm, cymat Na,SO4 ¥ KOHIEHTpHPYIOT. HeouneHHbIH MPOAYKT OYHMIIAIOT KOM-

)
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OudKcnpecc-xpoMaTorpaduei, noiyydas 2,7 r TUEHOBOTO COEANHEHUS C BBIXOJIOM 59%.

HuenoBoe coenuuenue (2,7 1, 2,94 mmons) pactBopsitor B CH,Cl, (300 mi) u merasupyrot N, B TeUueHUE
20 mun. Jlo6asmstor G1 I'pa66a (970 mr, 1,18 MMOIIB) U IeTa3upyrOT B TEUCHHE JHOMOTHUTENbHBIX 20 MuH. Pe-
aKIMOHHYI0 cMech HarpeBaroT 1o 45°C B TeueHne HOUM u oxiaxnaatot qo0 KT. JobaBnsioT Tpuc(ruapokcume-
tun)dochun (9 ) ¢ mocnenyronum nodasienneM TEA (20 min) u H,O (40 mun). PeaknmoHHyro cMech HarpeBaroT
1o 50°C B Teuenne HouM. Paznmenstor nBa crmos. Opranndeckuit cioi mpomsiBaroT 0,5H HCI, comeBbM pacTBo-
pom, cymaTt Na,SO4 ¥ KOHIIEHTPUPYIOT. HeouneHHbIH POAYKT OYHIIAIOT KOMOHMIKCIIpecc-XxpomMaTorpaduei,
nosrydas 2,01 T MaKpOIMKITMIECKOTO COSAMHEHUS C BRIX0I0M 77%.

PactBop Makpoumknmmaeckoro coeauHenus (2,0 r, 2,25 Mmoinb) U 8-x110p-2-(2-M30NponmIaMHHOTHA30I1-4-
Wi1)-7-MeToKcuxuHonuH-4-oma (786 wmr, 2,25 mmons) B NMP (11 mi) obpabateiBator Cs,CO; (880 mr, 2,7
MMoJib). Peaknmonnyro cMech HarpeBatoT o 60°C B Tedenue 1 u. [Jobasmsror momonauTenbHbI Cs,CO; (1,13
T, 3,47 MMonb) 1 iepeMeruBarot pu 60°C B Tedenue 1,5 u. Temneparypy cumkarot 10 40°C B TedeHHE HOUH U
3areMm oxnaxnaioT 10 KT. Peakmnmro pazsomst EtOAc u mpomsiBaroT 5% LiCl (3 x) u conmeBsiM pactBopom. Op-
ranuueckuii cnoit cymar Na,SO4 1 KoOHIEeHTpUpYIOT. HeouuneHHbIi TpoAYKT HETOCPEICTBEHHO HCIONb3YIOT B
PCeaKIH CICIYIOMICH CTaTUH.

Ocratoxk (2,07 1, 2,07 mmonb) aeconbBatupyroT B CH;CN (20 mur) mpu 0°C. K nanHO# cMecu 100aBisIIOT
tomotpumetwicunad (1,48 mi, 10,39 MmMoinb). Peaknmonnyro cmech nepementuBaiotr npu 0°C B TeueHne 5 MUH.
Hob6asnstor 2,6-nmytuauH (1,44 mi, 12,46 MmMons) U iepememuBaiot B Tedenne 1,5 4. Jlob6asmsror MeOH u me-
pememmBaroT B TeueHne 30 MuH. CMeCh KOHIIEHTPUPYIOT B MIEPEPACTBOPSIIOT B MUHUMaIbHOM 00beMe MeOH u
nensat Ha ae mopuud. OJHY MOPHHIO OYMIIAT ¢ momombio BOXX, momywas 404 mr coemuneHust 157.
KX/MC =973 (M'+1).

IIpumep 157X. INonxyuenue coequnenus 157X.

cl

Coenunenne 157 BOCCTaHABIUBAIOT, TIONy4as coenuHenune 157X, kak onucano i npumepa 156. XKKX/MC
=975 (M'™+1).
ITpumep 158. TTonyuenne coennuenus 158.

o cl 7 3_NH

K pacrBopy cnoxnoro »s¢upa (1-0eH3mIOKCHKAapOOHMIAMUHO-2-BUHHII-IIUKIONPOIII)-(3-X10p-2,6-
mudropoer3ui)pochuHOBOM KHUCIOTH (TTOMydeHHoi B mpumepe 65) (8 r, 17,1 mmons) B TOA (46 mi, 614
mmonb) nipu 0°C nobasistor DMS (12,1 M, 164,2 MmMons). Peakumonnyro cMmech nepememnBaioT pu KT B
TeueHne Houu. Peakumonnyro cmech BeutmBatorT B 4H HCI Ttemneparypst ibaa (500 min) u sxctparupytor 1/1
iPrOH/rentanom (500 mi). Opranndeckue ciou npomsiBatoT 4H HCI (5 x 500 min). OObeauHeHHBIE BOTHBIC
citon oot 1o pH 10 B xonoxno# 6ane. Boansrit crnoii sakctparupytor EtOAc (5 x 500 mur). Opranndeckue
CJIOW TIPOMBIBAIOT COJIEBBIM pacTBOpoM, cymaT Na,SO4 M KOHIEHTPUPYIOT A0 moiydeHus 4,1 r amuHa ¢ BBIXO-
oM 66%.

Kucnory n3 mpomexxyrogHoro npoaykra (8,4 r, 13,86 MMoub) 1 mosrydeHHBIH Bhime amuH (3,9 T, 11,55
MMOJTb) pacTBopsioT B JIM® (100 mu). o6asmsror HATU (10,97 1, 28,88 mmoins) 1 NMM (5,9 1, 57,75 MMoutb)
u cMmech nepemeninBatoT pu KT B Teuenue 2 4. Peakuuro pazsomst EtOAc u npomeiBator 20% LiCl (2 x 500
Mi). Opraawueckuii cioit mpomeiBatoT BogubiM NH4Cl (500 mur), cymat Na,SO4 n koHHEeHTpUpyIoT. Heoun-
IIEHHBII TPOIYKT OYHIAIT KOMGHIKCIpece-xpomarorpadueii, moydas 8,2 r tpurnentuaa. Janusie 'H SIMP-
cnekrpockoruu (300 MI'y, CDCly): 6 7,74 (m, 4H), 7,24 (m, 1H), 6,83 (m, 1H), 6,07 (m, 1H), 5,78 (m, 2H),
5,25 (m, 1H), 5,17 (m, 1H), 4,98 (m, 1H), 4,67 (d, 1H), 4,38 (m, 2H), 4,18 (m, 2H), 4,12 (m, 2H), 3,83 (m, 2H),
3,65 (m, 2H), 3,32 (m, 3H), 2,24 (m, 3H), 2,04 (m, 4H), 1,80 (m, 2H), 1,63 (m, 1H), 1,51 (m, 2H), 1,42 (m, 9H),
1,25 (m, 3H), nauusie °'P IMP-criekrpockormu (121,4 M, CDCly): 8 45,110, 44,254, nractepeoMepei.

Tpunentuz (5,0 r, 5,43 Mmmons) pactBopsitor B CH,Cl, (600 M) u gerasupyroT ¢ moMomnsio N, B TCUCHUE
30 muH. lobaBnsror G1 I'pa66a (1,34 r, 1,63 MMOJIB) U IETa3UPYIOT B TEUCHUE TOTONHUATENBHBIX 30 MuH. Peak-
MUOHHYI0O CcMechb HarpeBaroT 10 45°C B TeweHme Hounm U oxnaxgaror 1o KT. Jlobammsror
tpuc(rugpoxkcumerun)docdun (9,9 r, 80,1 mmoins) u nepemenuBaioT B Teuenne 20 mus. Jlobasnstor TEA (16,5
r, 162,9 MMonp) 1 nepeMenuBarT B TeueHue 20 MuH ¢ mocienyromum gooasneaneM H,O (60 mir). Peakimon-
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Hyt0 cMech HarpeBatoT 0 50°C B Teuenue 4 4 u 3areM 10 KT B reuenune noun. Pazgenstor asa ciosi. Opranuue-
ckuii cioir mpomsiBaror 0,5H HCI, coneBsiM pactBopoM, cymar Na,SO, ¥ KOHUEHTpUpyroT. HeounmieHHbIH
MIPOIYKT OYMINAIOT KOMOUIKCIIpecc-xpomaTorpadueis, momydas 2,1 T MUKIM30BaHHOTO COeMMHEHMS. JlaHHbIC 'H
SAMP-cnekrpockonuu (300 MI', CDOD;): & 7,87 (m, 4H), 7,40 (m, 1H), 7,03 (m, 1H), 6,75 (m, 1H), 5,78 (m,
1H), 5,60 (m, 1H), 5,40 (m, 1H), 5,1 1 (m, 1H), 4,90 (m, 1H), 4,37 (m, 3H), 3,83 (m, 2H), 3,75 (m, 2H), 3,51 (m,
1H) 3,22 (m, 2H), 2,24 (m, 3H), 2,04 (m, 4H), 1,80 (m, 2H), 1,63 (m, 1H), 1,51 (m, 2H), 1,42 (m, 9H), 1,25 (m,
3H), mannsie °'P SIMP-criektpockommu (121,4 MI'n, CDODs): & 45,978, 45,613 auactepeoMepsr.

PactBop mukmmaeckoro gochunara (2,1 r, 2,35 Mmoib) U 8-xm0p-2-(2-M30MPONMIAMAHOTHA30-4-1I1)-7-
METOKCUXHUHOJIMH-4-011a (820 Mr, 2,35 Mmomas) B NMP (50 mi) obpabarteiBatot Cs,CO; (1,53 1, 4,7 MMonb). Pe-
aKIMOHHYI0 cMech HarpeBatoT 10 80°C B Teuenne 6 4 u 3ateM oxnaxnaiot 1o KT. Peakumro pa3Bomsat EtOAc u
npomsiBaioT H,O. Bomusrit cioit momsomasat 1o pH 4 ¢ nmomomisio 1H HCI u sxerparupyror 10% MeOH/EtOAc
(2 x 200 mur). OObeTMHEHHBIE OPTaHWUYECKHUE CJIOM KOHIICHTPHUPYIOT. HeOUHIeHHbI MaTepra pacTBOPSIOT B
CH,CI, (1 1), cymat Na,SO4 v KOHIIEHTpUPYIOT. HeounIeHHBIH MPOIYKT CyIIaT B BaKyyMe U MEPEHOCST B pe-
aKIHMIO CIEeAYIOUIeH cTaau.

K pactBOpy mosy4eHHOTr0 BbIIIEe HeoUHIIeHHOTo mpoaykra (1,5 T, 1,5 mmons) B CH,Cl, (5 M) mobasinstor
4H HCI B 1,4-nnokcane (5 mi, 20 Mmmois). Peakunonnyro cMech nepememmBatoT npu KT B Teuenue 0,5 4, KoH-
HEHTPHUPYIOT, CyIIaT MOA BakyyMoM B TeueHue 20 muH u 3areM pactBopsitoT B CH3;CN (20 mu). JoGaristtor
Na,CO; (1,5 1, 18 Mmmons) B HyO (30 min) u mepementuBarot B TedcHue S5 muH. Jlo6aBisaroT pacteop B TT'® cBe-
JKETIPUTOTOBJICHHOTO IUKIoneHTmwxiopdopmuara (1,11 r, 7,5 Mmonp). Peaknus 3aBepiraercss B TedeHue | 4.
PactBopuTens yaansioT Ha pOTOPHOM UCTIapuTeNe U octaTok pa3BoasaT EtOAc. Cmeck mogsoasat no pH 2 ¢ mo-
mompio 1H HCl u pazgenstor nBa cios. OpraHndecKue CION MPOMBIBAIOT COJIEBBIM pacTBOPOM, cymiaT Na,SOy,
(UIBTPYIOT U KOHIIEHTPUPYIOT. HeounImeHHbIi MPOAYKT CyIIaT Mo BAKyyMOM B T€UCHHE HOYU M PACTBOPSIOT B
CH;CN (3 mun)/CH,Cl, (1 mim). Peaknmonnyto cMmech oxnaxknarot 10 0°C u qobaBmnstor Homotpumermicunas (1,1
M, 7,5 mmone). PeaknmorHyto cmech HarpeBaioT 10 KT u mepememmBaroT B TeueHne 30 MUH U OXJIQXKAAIOT JI0
0°C. do6asmsror 2,6-mytunud (1 mi) 1 MeOH (1 min) u nepememiBatot B Tedenue 10 mua. CMech KOHLICHTPH-
PYIOT U HEOUMILEHHBIA MPOAYKT ouniaioT ¢ noMombio BOXX, monyuas 560 mr nponykra 158. JlanHble 'H
AMP-cnexrpockonuu (300 MI'r, CD;0D): 6 8,91 (s, 1H), 8,36 (d, J =9,0 I', 2H), 8,30 (s, 1H), 7,85 (s, 1H),
7,65 (d, J =9,6 I', 2H), 7,39 (m, 1H), 7,00 (t, J =9,0 ', 1H), 5,85 (s, 1H), 5,77 (m, 1H), 5,33 (m, 1H), 4,78 (m,
1H), 4,38 (m, 1H), 4,22 (m, 2H), 4,07 (s, 3H), 3,75 (m, 1H), 3,38 (m, 2H), 2,85 (m, 1H), 2,57 (m, 1H) 1,98-1,37
(m,+21H), 1,33 (m, 6H), nannbie 3p SAMP-cniektpockonmu (121,4 MI'n, CD;0D): & 40,231; XX/MC = 989
(M™+1).

ITpumep 159. Ilonydenue coenunenus 159.
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K pactBopy coemunenmst 158 (771 wmr, 0,79 mmons) B DME (5 mm)/H,O (0,4 Mn) noGaBisitoT 11-
toswtruapazun (737 mr, 3,96 mmons) u NaOAc (650 mr, 7,93 MMmomb). PeakiimoHHYyI0 CMECh HarpeBaroT 0
95°C B Teuenwue 1,5 9 u oxnaxaarot no KT. Jobasmstor Heckonpko kamens 3H HCI mis monsenenus pH 2. He-
OUUILEHHBIN MPOAYKT ounmaoT ¢ nomouso BOXX, nonyuas 587 mr kucnots! 159 ¢ Berxonom 76%. aHHbIe
'"H SIMP-criextpockonmn (300 MI'tr, CD;0OD): & 8,89 (s, 1H), 8,39 (d, J =9,5 I'y, 2H), 8,25 (s, 1H), 7,82 (s, 1H),
7,60 (d, J =9,5 I'y, 2H), 7,40 (m, 1H), 7,01 (m, 1H), 5,84 (s, 1H), 4,75 (m, 1H), 4,38 (m, 1H), 4,22 (m, 2H), 4,07
(s, 3H), 3,75 (m, 1H), 3,38 (m, 2H), 2,83 (m, 1H), 2,58 (m, 1H), 2,31 (m, 1H) 1,82 (m, 1H), 1,58 (m, 23H), 1,35
(m, 6H), mannsie *'P SIMP-criektpockormu (121,4 MI', CD;0D): 8 41,136; dKX/MC =991 (M'+1).

ITpumep 160. ITonyuenue coenunenus 160.
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Cramus 1. PactBop N-Boc-1-cepuna (10,26 T, 50 mmois) B IMCO (200 M) o6pabareiBator NaH (4 1, 100
MMoutb). Cmech nepememmBaroT pu KT B Teuenue 1 1 u nobasmnstot 5-6pom 1-menten (6 mu, 50 mmois). [o-
GasstroT gomosHuTeNbHBIN NaH (4 T, 100 MMOJIb) B peakIIMOHHYIO0 CMECh IIepeMEeNTNBalOT B TeueHHue HOud. Pe-
akmuto passomiatr EtOAc (200 mi) u memnerHo racar H,O. Jlo6asmsror EtOAc (200 mur) u no6asmsror 1H HCI
st moaBenenust pH 2. Paznenstor aBa cnos. Opranmdeckuii ciioil mpoMbiBaioT H,O U COJIEBEIM pacTBOpPOM,
cymat Na,SO;, QuIbTpyIOT B KOHIeHTpupYyIoT. Octarok obopadarsiBatot 0,1H NaOH (200 mit) n skcTparupyror
rexcanoM (2 x 200 mu). Bonusriii cinoit moaBoasT g0 pH 2 ¢ momommpio 1H HCI u axctparupyrot EtOAc (2 x 200
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mi). Oprauudeckuii cioit cymar Na,SO, M KOHUEHTPUPYIOT [0 MonydeHus 8 r kucnotsl Jlanasie 'H SIMP-
cnextpockonmu (300 MI'y, CDCL,): 6 5,7 (m, 1H), 5,36 (d, J = 8,4 I'n, 1H), 5,11 (s, 1H), 4,92 (m, 2H), 4,41 (q,J
=5,7Tu, 1H), 3,82 (dd, ] = 9,9, 21,6 I'y, 1H), 3,52 (m, 2H), 3,34 (m, 3H), 2,21 (m, 1H), 1,95 (m, 3H), 1,52 (dt,
J=17.8, 14,4 Tn, 2H), 1,34 (s, 9H), KX/MC = 369,9 (M'+1), 392,0 (M"+Na).

Cramus 2. [Ipomexxyrounsiii mpoaykt X (6,0 T, 12,9 mmons) obpabdarsiBator 4H HCI/1,4-mnokcanom (32
MIT) U TIEpEMEIIUBAIOT B TeueHHe | 4. PeakunoHHyI0 cMech KOHIIGHTPUPYIOT U CYIIAT IIOJl BAKYYMOM B T€UCHHE
20 muH. J[o6aBnsroT HeounteHHbIH mpoaykT cosib HCI amuna, pactBopsitotr B IM® (70 M) u kucnory (7,1 T,
25,8 mmoin). Jlo6asmsiror HATU (12 1, 32,25 mmons) 1 NMM (6,6 T, 64,5 MMoitb). PeaknimonHyto cMech Tiepe-
memmBaroT nipu KT B Teuenue Houn. Peaknmro pazBoasat EtOAc (300 mu), mpomersator 1H HCI (200 mur), Ha-
cermeHabIM NaHCOs, coneBsIM pacTBopoM, cymat Na,SO4 U KOHIEHTPUPYIOT. HeounIeHHbIH MPOIyKT OYHr-
AT KOMOHIKCIpecc-XpoMarorpadueii, nonydas 7,5 r munentuga. Janusie 'H SIMP-cnexrpockoruu (300
MI', CDCLy): 8 7,76 (m, 4H), 5,81 (m, 2H), 5,35 (m, 1H), 5,19 (m, 1H), 5,01 (m, 2H), 4,73 (m, 1H), 4,48 (m,
1H), 4,03 (m, 1H), 3,79 (m, 1H), 3,68 (m, 3H), 3,63 (m, 1H), 3,43 (m, 3H), 2,41 (m, 1H), 2,11 (m, 2H), 1,67 (m,
2H), 1,48 (m, 9H).

K pactBopy munenruaa (7,1 r, 11,5 mmons) B CH,Cl, (5 M) no6asnstotr 4H HCI B 1,4-quokcane (29 o,
11,5 mMounp). Peakimonnyto cmech nepememuBaioT npu KT B Teyenue | 4 ¥ KOHIEHTPUPYIOT B BaKyyMe B Te-
yernue 20 mus. [{uknonenranon (4,9 r, 57,5 mmoins) pactBopstor B TT'® (70 min) u nobasnstor docren (9,7 r,
97,8 MMoITb) B TOJTyOJie. Peakinio epeMenuBaioT B TedeHue 1,5 9 U KOHIEHTPUPYIOT 10 MOJTYYEHHUS ITOJIOBUH-
HOrOo oOBeMa ¢ 1enbio yrnanenus ¢ocreHa. Heounmennyio coinp HCI amuna pactBopsitoT B EtOAc (200 m).
Job6asnstor Na,CO; (17,1 T, 138 mmoins) B HO (100 mur) 1 mepemMemuBarOT B TeueHne 5 MuH. J100aBisioT pac-
TBOp B TT'® CBEXENPUTOTOBJICHHOTO ITUKJIONEHTIIIXIOpPopMuaTa. Peakius 3aBeprraercs B reuenue 1,5 4. Paz-
JIENSIOT nBa cios. OpraHmdeckre CJIOW MPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar Na,SOy4, GWIBTPYIOT W KOH-
HEHTPUPYIOT. HeodnmmeHHbIi MPOAyKT OYHMIAIOT KOMOUAIKCIIpecc-xpomaTorpaduelt, mosydas 3,9 T mpoaykra.
JlaHHbIC 'H SIMP-cniektpockonuu (300 MI't, CDCly): 6 7,76 (m, 4H), 5,81 (m, 2H), 5,35 (m, 1H), 5,19 (m, 1H),
5,01 (m, 2H), 4,73 (m, 1H), 4,48 (m, 1H), 4,03 (m, 1H), 3,79 (m, 1H), 3,68 (m, 3H), 3,63 (m, 1H), 3,43 (m, 3H),
2,41 (m, 1H), 2,11 (m, 2H), 1,67-1,31 (m, 10H).

[Moxyuennsrii panee cnoxusii 3¢up (3,9 1, 6,2 Mmons) pactopsitotr B TT'® (30 mir), H,O (30 mir) mw MeOH
(10 mi) m no6asmsror LiOH (1,3 1, 31 MMonb). Peakunonnyto cmeck nepemeninBaioT npu KT B Teuenue 1 4 u
pa3Bozar EtOAc.

Peakmmonnyto cmech noaxucistor 1o pH 2 ¢ momonisro 1H HCI u paznensttor. Bonuslii cioit akcrparu-
pytoT EtOAc. O6berHeHHBIE OPTAHUIECKUE CIIOM MMPOMBIBAIOT COJIEBBIM PAaCTBOPOM, cymat Na,SO,4, KOHIICH-
TPHUPYIOT U CYIIAT ITOJl BAKYyMOM C ITOJTydeHHEM KUCIoTh. Heounmennyto kuciory u amMmuH (cM. [Ipumep 147,
cramus 1) (2,1 r, 6,8 Mmmons) pactBopstot B JIM® (50 mu). lo6asmsror HATU (5,9 1, 15,5 mmons) 1 NMM (3,1
T, 31 MMoIB) 1 cMech mepemenmBaroT pu KT B Teuenue 2 4. Peaknmro pazBoast EtOAc u npomeiBator 1H HCI,
HaceimeHHpIM NaHCOs/coneBsiM pacTBopoM, cymaTt Na,SO4 U KOHIIEHTPUPYIOT. HeounIeHHbIN TPOIyKT OYH-
AT KOMOMIKCIpecc-xpomarorpadueii, momydast 3,7 r TpebyeMoro aueHoBoro coexuuenus. Janusie 'H SIMP-
cnexrpockonmu (300 MI'u, CDCl): 6 7,76 (m, 4H), 7,19 (m, 1H), 6,82 (m, 1H), 5,95-5,62 (m, 3H), 5,49-5,20
(m, 3H), 5,19 (m, 1H), 5,01 (m, 2H), 4,73 (m, 1H), 4,48 (m, 1H), 4,19-3,82 (m, 3H), 3,79-3,21 (m, 7H), 2,41 (m,
1H), 2,23 (m, 1H), 2,11 (m, 2H), 1,83-1,31 (m, 12H), 1,09 (m, 3H), nanHbIC 3p SIMP-cnextpockonuu (121,4
MTI 1, CDCl;): 6 45,168, 43,313 auactepeoMepsl.

[Juen (3,7 r, 4,3 mmois) pacteopsitor B CH,Cl, (400 mit) u rerazupyrot ¢ momouisio N, B Tedyenne 30 MuH.
Hob6asmstor G1 I'pa66a (1,1 , 1,3 MMonb) U AerasupyloT B T€UEHHE JONOIHATENbHBIX 30 MuH. PeakumoHHyro
cMech HarpesatoT 10 45°C B Teuenue 3 u u oxnaxaarot 1o KT. Jobasmstor Tpuc(ruapokcumetin)dochus (8,0
r, 64,5 MMonb) ¢ mocneayromuM godaeneraneM TEA (13,1 r, 1,29 mmons) u H,O (30 mu). Peaknmonnyro cMech
MIEPEMEIIMBAIOT B TEUCHHE HOUYU U pasleisiioT nBa cios. Opranudecknii ciioit mpomeiBaiot 0,5H HCI, coneBbim
pactBopoM, cymar Na,SO; W KOHIEHTPUPYIOT. HEOUYWIIEeHHBI MPOMYKT OYHWIIAIOT KOMOMIKCIIpecc-
xpomarorpadueii, morxydas 1,7 T upkIH3oBaHHOr0 coexunenns. Janusie 'H SIMP-crektpockommu (300 M@,
CDCly): 6 7,76 (m, 4H), 7,19 (m, 1H), 6,82 (m, 1H), 5,81 (m, 1H), 5,58 (m, 1H), 5,19 (m, 1H), 5,01 (m, 2H),
4,73 (m, 1H), 4,48 (m, 1H), 4,19-3,82 (m, 3H), 3,79-3,21 (m, 7H), 2,41 (m, 1H), 2,23 (m, 1H), 2,11 (m, 2H),
1,83-1,31 (m, 12H), 1,09 (m, 3H), nannsie 3lp SAMP-cniekTpockomuu (121,4 MI'n, CDCl;): 6 45,768, 41,813
JNacTEepPEOMEpHI.

PactBop mukimmzoBanHoro coenuHenwus (1,7 , 1,9 MMoup) u 8-xiop-2-(2-U30NponmIaMHHOTHA30I-4-HT)-
7-meTokcu-xuHonmH-4-ona (0,62 T, 1,8 Mmoas) B NMP (40 mi) o6pabatsiBatoT Cs,CO5 ( 1,3 1, 3,8 Mmoib). Pe-
aKIUOHHYIO0 cMech HarpeBatoT 10 80°C B TeueHue 6 4 u 3ateM oxnaxnaaroT A0 KT. Peaxnuro pazsoaar EtOAc u
npomsiBaioT H,O. Boxusiit cioit mogsoast no pH 4 u sxcrparupyrot 5% MeOH/EtOAc (2 x 200 mi). O6benau-
HEHHBbIE oOpraHuyeckue cion cymar Na,SO; ¥ KOHUEHTpUpYyroT. OCTaTOK OYHMINAIOT KOMOMIKCIpecc-
xpomatorpacguei, moayydas 1,6 T IpoayKTa.

[Moxyuennsiii panee cnoxxHslit a¢up (1,6 T, 1,6 mmons) pacteopsitor B CH;CN (3 Mi1) B oxJ1aXIaoT 10
0°C. Momorpumernncunan (1,6 r, 8,1 MMOIIb) 100ABISIOT 110 KAruisaM. PeakiuoHHyio cMech HarpeparoT 10 KT u
nepememnBaroT B Tedenue 0,5 4. Peakunio oxnaxnaaror 1o 0°C u nobasinstot 2,6-mytunus (1 mi). JloGasmnsror
MeOH (1 mi1) 1 KOHIIEHTPUPYIOT PEAKITHOHHYIO CMeCh. HEOUHIIIEHHBIN MPOAYKT OYHIIAIOT ¢ ToMoIIbio BOXKX,
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noydast 600 Mr KHCIIOTBI, KOTOPYIO BOCCTAHABIIMBAIOT M-TO3WITHApasuaoM (758 mr, 4,1 mmois) n NaOAc (672
Mr, 8,2 MMOJIb), monydasi coeuuerne 160 (390 wmr), mannbie 'H SIMP-criekrpockomnun (300 MI', CD;0D): &
8,32 (d, J =9,6 I'y, 1H), 8,26 (s, 1H), 7,86 (s, 1H), 7,65 (d, J =9,3 ', 1H), 7,26 (m, 1H), 6,92 (t, ] =6,9 ', 2H),
5,86 (s, 1H), 4,75 (m, 1H), 4,65 (m, 1H), 4,48 (m,2H), 4,21 (m, 1H), 4,18 (s, 3H), 4,07 (m, 1H), 3,75 (m, 6H),
3,53 (m, 2H), 2,83 (m, 1H), 2,58 (m, 1H), 1,87 (m, 3H), 1,68-1,36 (m, 17H), 1,36 (m, 6H), naunsie °'P SIMP-
crekrpockoruu (121,4 MT', CD;0D): § 42,637. JKX/MC = 959 (M'+1).

IIpumep 161. TTonydenne coennuenus 161.
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Cramus 1. AMuH 2-okca-5-a3a-ounukio[2.2.1]rentan-3-ona, cons HCI (1,0 T, 6,7 MMOJB) U KHCIOTY (CM.
npumep 160, cramus 1) (2,73 r, 10 mmons) pacteopsiror B CH,Cl, (60 mm)/IM® (7 mm). Jobasmsior HATU
(7,64 1, 20,1 mmons) 1 NMM (2,94 M, 26,80 Mmmonb) u cMech niepemernuBaioT ipu KT B Teuenue 1 4. Peakiuro
pasBogst CH,Cl, u npomeiBatot 5% LiCl (2 x). Oprannueckuii cioii npoMeiBatoT HackinieHHbIM NaHCO;, cy-
mat Na,SO4 1 KOHIeHTpUpyIoT. HeouneHHbI MPOIYKT OYHINA0T KOMOUIKCIIpEcc-XxpoMaTorpadueit, a 3atem
BOXX, noxygas 725 Mr coeiMHEHUS C BBIXOIOM 29%.

Cramus 2. K pacTBopy ImpoayKTa KEATOTo [BETa, ojydeHHoro Ha craguu 1 (725 mr, 1,97 mmons), n amu-
Ha, noixydeHHoro B npumepe 58 (1,0 r, 3,30 mmons), B Tomyose (5 Mi1) 100aBiIsIOT pacTBOP FeKCaHOATa HATPHA
(327 wr, 1,97 mmons) B H,O (15 min). Peakumonnyro cmech HarpepatoT 10 70°C B Teuenne 60 4. PeaknmoHHyr0
cMmech pasBomiaT EtOAc, npomeiBatoT HackimeHHBIM NH,Cl (2 x), HackimenasiM NaHCO; (2 x) 1 cosieBbIM pac-
TBOpoM. Opranudeckuii cnoit cymat Na,SO,4, KOHIEHTPUPYIOT U CYIIAT MO BaKyyMoM, nomxydast 520 Mr cnupTta
¢ BHJEe HeounnieHHoro npoaykra. Crupt (520 mr, 0,78 mmons) 1 DABCO (279 wr, 2,48 MMOJIb) pacTBOPSIIOT B
Toxyose (4 mi). JJoGaBisArOT Mo KaruisiM pacTBoOp B Toiryoste (4 mir) 6posmixnopuaa (635 mr, 2,48 mMois). Peak-
uuoHHyI0 cMech nepeMemuBaioT npu KT B Teuenue 1 u. Peakuuio pasBoast EtOAc u racsT HacbIIIEHHBIM
NaHCOs. Pazgenstor nBa cimost m opranmdeckuii ciorr mpombiator 0,5H HCI, conmeBeiM pacTBOpoM, cymiat
Na,SO4, GUIBTPYIOT ¥ KOHIEHTPUPYIOT. HeodnmeHHbIi TPOAYKT OYUIIAIOT KOMOMIKCIIpecc-XxpoMaTorpaduei,
nonyvast 621 Mr Oposmnara ¢ BeixogoM 90%. JlaHHEIC 3lp SAMP-cnekrpockornuu (121,4 MI'n, CDCls): & 47,0,
44,5, 42,8, 41,6. KX/MC = 890,4 (M'"+1).

Cramus 3. bposmnat (620 mr, 0,70 mMoinb) pactBopsitor B CH,Cl, (70 mi) u gerasupyroT ¢ moMoIbio N, B
teyerne 20 muH. JloGaBmsaroT G1 'pa66a (144 mr, 0,18 MMOIB) U IEra3upyroT B TCUSHHUE JOMOJHUATENBHBIX 20
MuH. PeakmuonHyro cMmech HarpeBaioT a0 S50°C B Teuenme 5,5 u m oxmaxmator go KT. JloGasmsioT
tpuc(ruapokcumetun)pochun (1,09 r) ¢ mocnenyromum godapnerreM TEA (2,44 mu) u H,O (10 mun). Peakim-
OHHYIO cMech HarpeBatoT 10 50°C B Teuenue 6 4 u 3areM 10 KT B reuenue noun. Paznenstor aBa cinost. Opranu-
yeckuit cnoit npomeiatoT 0,5H HCI u coneBbM pactBopoM, cymar Na,SO,4 1 KOHIIEHTpHpYIOT. HeounteHnHbIit
TPOJyKT OUHMILAIOT KOMOHIKCIIpece-xpoMaTorpadueit, momydas 504 mr oneduna ¢ BhxoaoM 84%. dannsie 'H
SIMP-criekrpockornuu (300 MI', CDCl5): & °'P (121,4 MI'y, CDCL): 8.

Cranus 4. PactBop osepmHoBorO coenunenus (504 mr, 0,59 MMons) u 2-(2-H30MpONMIaAMHHO-THA30I-4-
ni)-7-mMeTokcu-xuHONMUH-4-011a (185 Mmr, 0,59 mmons) B NMP (5,9 mu) obpabateiBator Cs,CO; (191 wmr, 0,59
MMoOJIb). Peakionnyio cMech HarpeBatoT 10 63°C B TeueHue 7 4 u 3aTteM oxyaxaaroT Jo0 KT B TedeHune HOUM.
Peaknmio pasBogsat EtOAc u npomeiBator NaHCO;. Opranndeckuii ciroit mpomeiBarot 5% LiCl u coneBbiM pac-
TBOpoM, cymaT Na,SO, 1 KOHIEHTpHPYIOT. HeounmmeHusiit mpoaykT (551 MT) HCMONB3YIOT HEMOCPEICTBEHHO
JUTSL peakiuu clienyromei cranuu. K pacTBopy MonydeHHOro paHee HEOUYWIIeHHOTo mpoxaykra (551 wmr, 0,59
MMoutb) B CH3CN (5,9 M) mpu 0°C gobGasmstior Homotpumerwincuinad (0,42 mi, 2,94 MMoib). PeakimonHyro
cMmech HarpesatoT 1o KT, mepememmBarotr B Teuenne 30 MuH U oxnaxaaroT g0 0°C. JloGaBisioT 2,6-TyTHIAH
(0,69 M, 5,87 mmonb) ¢ mocnenyronm podasnerneM MeOH (3 min) u nHarpesator 1o KT. CMech KOHIIEHTpH-
PYIOT, CymiaT rnoj BakyymoM u 3ateM pactBopsitoT B CH;CN (3 mur). [loGasnsrot Hackiennsiit Na,CO; 8 H,O (3
M) U TICPEMCIIUBAIOT B TeueHHe 5 MuH. J[00aBnstoT pacTBop B TI'® CBEKENPUTOTOBICHHOTO ITUKIOTICHTHII-
xnopdopmuara (4,11 mmous). Peakius 3aBepmaercst B Teuenue 1 4. PacTBopurens yaaisioT HA pOTOPHOM HC-
napuresie. OcTaTok 00padaTHIBAIOT M OYMIAIOT ¢ MoMoIsio BOXKX, momyydas 180 mr coenunenus 161. lanHble
'H SIMP-criextpockomun (300 MI'tr, CD;0D): & 8,27 (d, J = 9,6 ', 1H), 8,2 (s, 1H), 7,76 (m, 2H), 7,32 (dd, J =
2,4,9,3 I'y, 1H), 7,26 (m, 1H), 6,94 (t, J = 7,5 T'u, 2H), 5,84 (s, 1H), 5,67 (dd, J = 8,4, 9,9 T'u, 1H), 5,45 (t,] =
9,9 I'm, 1H), 4,77 (t, J = 8,1 I'u, 1H), 4,69 (d, J =12 I'n, 1H), 4,54 (m, 2H), 4,17 (m, 3H), 4,03 (s, 3H), 3,26-3,73
(brm, 7H), 2,81 (dd, J = 7,8, 14,1 I'u, 1H), 2,5-2,7 (brm, 2H), 2,38 (m, 1H), 2,2 (m, 1H), 1,4-1,7 (brm, 10H),
1,36 (d, J = 15,6 I'n), nanubIC p SIMP-cnextpockomuu (121,4 MI', CD;0D): § 40,9, XKX/MC = 925,5 (M'+1).

[Ipumep 162. TTonyuenne coennuenus 162.
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K pactBopy coemunenus 161 (103 mr, 0,11 mmons) B DME (18 mm)/H,O (1,8 mMm) mobGaBustoT Ii-
tosmwrruapasuy (156 mr, 0,84 mmone) u NaOAc (138 mr, 1,68 mMonb). PeakimoHHYIO cMeCh HAarpeBaroT IO
95°C B teuenue 3 4 u oxiaxnaaror 10 KT. Cmech koHueHTpHpyIoT, pactBopsitor B CH,Cl,, n mpomsiBator H,O.
Bonmnsrii cioit skcrparupyror CH,Cl, (2 x). Opranamueckuii cioit cymat Na,SO4 u KoHIEHTpupyoT. Heodn-
LICHHBIN NPOAYKT OUMIIAOT ¢ nomoinsio BOXX, nonyyas 74 mr kuciotel 162 ¢ Beixogom 71%. JlanHbie 'H
AMP-cnextpockonuu (300 MI', CD;0D): 6 8,25 (d, J =9 I';, 1H), 8,19 (s, 1H), 7,74 (d, J = 3,6 I'u, 2H), 7,34
(dd, J =2,1,9,3 T'u, 1H), 7,26 (qd, J = 2,1, 8,7 I', 1H), 6,95 (t, J = 7,8 'y, 2H), 5,84 (s, 1H), 4,7 (t, J = 8,4 I'yy,
1H), 4,61 (brs, 2H), 4,52 (dd, J = 3,0, 3,6 I'u3 1H), 4,17 (m, 2H), 4,03 (s, 3H), 3,67 (m, 3H), 3,45 (m, 1H), 3,33
(m, 2H), 2,82 (dd, J = 7.8, 14,4 I', 1H), 2,53 (ddd, J = 3,9, 8,7, 13,5 T'u, 1H), 1,4-2,0 (brm, 19H), 1,34 (d, J =
6,3 '), mannsie *'P SIMP-crexrpockormu (121,4 MI'n, CD;0D): & 42,9 )KX/MC = 927,6 (M'+1).

ITpumep 163. ITonydenue coenunenus 163.
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PactBop 2-ammunokcmdtanona (20 r, 196 mmonp) B nupunune (3,48 mun, 43 MMoib) mobaBmisiorT Kk PBrs
(7,45 M, 78,4 mmoip) ripu 0°C. PeakninoHHyI0 cMech nepeMemuBaroT B Teaenne Houn mpu KT. Ocanok 6emoro
nBera GuibTpyroT. OpraHuuecKuid ciIoi pa3BoasaT 3¢HupoM, mpombiBatoT HackimeHHBIM NaHCO; u coneBbIM
pactBopoM, cymar Na,SO,, QUABTPYIOT W KOHIEHTPUPYIOT. HEOUHICHHBIH MPOIYKT OYHUINAIOT KOMOUIKC-
npecc-xpomarorpadueii, momyuas 6,3 r 3-(2-OpoM3TOKCH)IpoTieHAa C BBIXOAOM 85%. [laHHBIC 'H sIMP-
cnekrpockornu (300 MI'm, CDCl;): 6 5,85 (m, 1H), 5,19-5,38 (m, 2H), 4,15 (d, 2H), 3,78 (dd, 2H), 3,48 (dd,
2H). XKX/MC = 165 (M'+1), 187 (M'+Na).

PactBop N-Boc-1-cepuna (7 r, 34 mmone) B JIMCO (100 mi) obpabateiBatror 60% NaH (1,36 r, 34
mMoib). Cmech nepeMemnBatot pu KT B Teuenne 1 4 u qo6asisiior coequnenne 3-(2-6pomaToken)mnporneH (5,6
T, 34 Mmmodb). Jlo6asnstor monomHutensHbiid NaH (1,36 T, 34 MMOJIb) ¥ PEakIIMOHHYIO CMECh TIEpEMEIINBAIOT B
TedeHne HouH. Peaknmio oxnaxmaroT g0 0°C, pasBomsat EtOAc u mennenno racat 1H HCI no pH 4. Pazgensior
nBa cios. Opranndeckuii cyioit npomeiBaroT H,O u coseBeIM pacTBopoM, cymaT Na,SOy4, GUABTPYIOT U KOHIICH-
TpupytoT. Octatok obpadareiBaroT 0,3 H NaOH u aBakasl dKCTparupyroT rekcaHoMm. BogHbIN CIIOH TIOIBOASAT
1o pH 4 ¢ momompto 1H HCI u akctparupyrotr EtOAc. Opranmdeckuii ciioit cymat Na,SO4 1 KOHIICHTPUPYIOT
JIo noxaydeHus 3,75 r kucnotel. JlaHHble 'H SAMP-cnexrpockomnuu (300 MI'u, CDCl;): 6 5,90 (m, 1H), 5,19-5,38
(m, 2H), 4,42 (m, 1H), 4,15 (dd, 2H), 3,98 (dd, 2H), 3,60 (d, 2H), 3,70 (d, 2H). XXX/MC = 289,9 (M'+1).

K pactBopy mpomexxyrounoro npoaykra XI (4 r, 5,45 mmois) B8 CH,Cl, (30 mur) modasmnsiror 4H HCI B 1,4-
nuokcane (32 mi, 129 mmouts). Peakumonnyto cmech nepememuBarot npu KT B reuenue 0,5 9, KOHIEHTPUPYIOT,
CymIaT 1moJ{ BakyyMoM B Tedenne 20 MuH, nonydast conb HCI amuna. [Tomydennyro B pesynbrare cons HCl amu-
Ha, MOJTy4eHHOTo panee (2,4 T, 8,42 mmoins), pactBopsitor B JIM® (30 mi). [lobasmsror HATU (5 1, 13,1 MMoI1B)
u NMM (2,8 mu, 26 MMonb) u cMech nepemerinBatoT pu KT B Teuenne Houn. HeounmieHHBIH nponyKT o4n-
IIaI0T KOMOMIKCIpecc-xpomarorpadueii ¢ moxydenueM 3,65 T TpumenTuaa ¢ BeIxogoM 75%. Jlanubie 'H sIMP-
cnekrpockomun (300 MI', CDCly): & 7,80 (m, 4H), 7,18 (m, 1H), 6,89 (m, 2H), 5,98 (m, 2 H), 5,42-5,02 (m,
5H), 4,78 (m, 1H), 4,58 (m, 1H), 4,20-3,31 (m, 12H), 2,82 (s, 2H), 2,58-2,21 (m, 2H), 1,80 (m, 1H), 1,42 (s,
9H), 1,38-1,08 (m, 5H), nanHbIC 3p SAAMP-cnekrpockornuu (121,4 MI'u, CDCl3): 6 44,89, 44,82, KX/MC =
905,80 (M'+1), 928,13 (M "+Na).

K pactBopy tpunentuna (3,65 r, 4 mmoins) B CH,Cl, (20 M) nobasmsitor 4H HCI B 1,4-nuokcane (20 mur,
80 MMoutp). Peakmonnyto cmech nepemermBaroT pu KT B Teuenne 0,5 4, KOHIEHTPUPYIOT, CYIIAT TOJ BaKyy-
MoM B TeueHue 20 muH 1 3ateM pactBopsioT B EtOAc (50 mm). o6asmstot Na,COs (5,9 1, 48 mmons) B H,O (25
MJI) B TIEpEMEINBAIOT B TedeHne 5 MuH. Jl06aBistoT pacTBop B TI'® CBEXENPUTOTOBIECHHOTO IHKIOMEHTHII-
xynopdopmuata (2,93 r, 19,73 Mmmonp). Peaknus 3aBepriaercs B TeueHue 1,5 4. PacTBopuTeNnb ymansioT Ha po-
TOPHOM HCHapuTene U ocTatok pa3Boasat EtOAc. Cmeck poBonat mo pH 2 ¢ momomsio 1H HCI u pasnensror aBa
cinosi. OpraHUYECKUE CIIOM MPOMBIBAIOT COJICBBIM PAacTBOPOM, cymiat Na,SO,4, GUIBTPYIOT B KOHICHTPHPYIOT.
[onydaroT HEKIONEHTHIKapbamar (3,5 1), nauusie 'H SIMP-crektpockormu (300 MI'm, CDCly): & 7,78 (m,
4H), 7,18 (m, 1H), 6,90 (m, 2H), 6,18-5,85 (m, 2H), 5,58-4,90 (m, 5H), 4,78 (m, 1H), 4,60 (m, 1H), 4,20-3,25
(m, 13H), 2,81 (s, 2H), 2,60-2,20 (m, 2H), 1,9-1,3 (m, 9H), 1,30-1,05 (m, 5H), mannsie °'P SIMP-
crektpockoruu (121,4 MT', CDCl3): § 44,70, 42,66, YKX/MC = 917,93 (M'+1), 940,98 (M'+Na).
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[uxnonentunkapoamat (3,26 r, 3,56 mmons) pactBopsitoT B CH,Cl, (450 Mi1) u rerazupyror ¢ moMomnbio
N, B teuenne 30 muH. JJobasnsror G1 I'pa66a (880 mr, 1,07 MMOJIB) 1 1eTa3UpyIOT B TEUEHHE AOIOJIHUTEIBHBIX
30 muH. Peakmmonnyto cmech HarpeBaroT 10 45°C B Tedenme Houu u oxyaxaaroT no KT. Jlob6apmsior
Tpuc(ruapokcumeTi)bocud (6,7 r, 53,4 Mmoib) ¢ mocneayronum nodasmenueM TEA (15 mm, 107 MMoutb) 1
H,0 (50 mn). PeakimnoHHyI0 cMeCh HarpeBaroT O KUTIEHUS ¢ 0OpaTHBIM XOJIOAMILHUKOM B TeueHUe HOuH. Pa3-
nensroT ABa cios. Opranmdeckuit cinoi mpomsiBarot 0,5H HCI, coneBsiM pacTtBopom, cymaTt Na,SO, 1 KOHIICH-
TpUPYIOT. HEOUHIIIEHHBIH MTPOYKT OYUIIAIOT KOMOMIKCTIpecc-xpoMarorpadueit, momydas 2,73 T MAKIAIECKOTO
TPHUIICOTHIA.

PactBop mmknmdeckoro tpunentuna (1,75 r, 1,97 mmone) u npoMexyTouHslid nmpoxykr X (622 mr, 1,78
MmoJis) B NMP (35 mim) obpabatsiaror Cs,COs (1,24 1, 3,82 Mmmoib). Peakimonnyto cMechk HarpeBatot a0 80°C
B Te4eHUe 6 u u 3areM BblaepxkuBaroT npu KT B Teuenue Houn. Peaknuto passoast EtOAc u mpomsiBatoT H,O.
Bonmsrnit cnoit moBoast mo pH 4 ¢ nomomrsio 1H HCI u sxctparupyrot 5% MeOH/EtOAc (2x). O0bennHeHHBIE
opranndeckue cinou cymar Na,SOs ¥ KOHUEHTpUPYIOT. HeouumeHHBIH NPOAYKT OYHMIIAI0T KOMOHMIKCHIpecc-
xpomarorpacgueit, noxyyas 2,0 T 0JleUHOBOTO MPOMEKYTOUHOTO npoaykra. K pactBopy oneduHOBOrO Impome-
XKyTouHoro npoaykra (487 mr, 0,49 mmons) B CH;CN (2,5 mur) mpu 0°C nobasnstor fiopotpumermicwian (0,34
M1, 2,4 MMoJh). Peaknmornayto cmech HarpeBaroT 10 KT u mepememmBaroT B TedeHrne 30 MUH U 3aTeM OXJIaX-
natot o 0°C. Jo6asmstor 2,6-mytuaud (0,34 mur) 1 MeOH (2,5 M) u nepememmBaroT B Tedenue 10 muH. Pac-
TBOPUTEIh KOHIICHTPUPYIOT ¥ HEOUHIIICHHBIH MPOayKT ouutnaroT BOXXX, momy4dast 246 mr kucioter 163. Jlan-
ueie 'H SAMP-cnekrpockomnuu (300 MI'n, CD;0D): 6 8,32 (d, J-11,4 T'u, 2H), 7,86 (s, 1H), 7,67 (d, J = 9,3 I'y,
1H), 7,28 (m, 1H), 6,96 (dd, J = 7.8, 7,8 'y, 2H), 5,85 (s, 1H), 4,67 (m, 1H), 4,56 (m, 2H), 4,47 (bs, 1H), 4,24
(m, 1H), 4,17 (s, 3H), 4,03 (m, 1H), 3,99-3,46 (m, 10H), 3,32 (m, 3H), 2,87 (m, 1H), 2,61 (m, 1H), 2,04- 1,25
(m, 18H), namusre *'P IMP-criektpockoruu (121,4 MI'i, CD;0D): § 42,463, JKX/MC = 975,30 (M+1).

[Ipumep 164. TTonyuenne coenuuenus 164.
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PactBop 2,17 T (9,36 MMmoiap) MetHn 2-TpeT-OyTOKCHKapOOHMIaMUHO-3-aMHHONponaHoata U 1,56 M
(11,19 wmwmonp) tpmwdtmnmamuaa B CH,Cl, (20 wmi) mnepememmBaror npu  0°C, moka pactBop 3-
oyrencynspormaxiopuna B CH,Cl, (3 mi) mo6aBmsiror uepes kaHromo. Yepes 30 MUH cMeCh EpEMEIIHBAIOT
npu KT B Teuenue 14 9 u KOHIEHTPUPYIOT. BsA3Kkuit octaTok pacTBOpsIOT B atumnarerare (50 Mi1) ¥ IPOMBIBAIOT
0,3 M Bomu. HCI. Bomnyto dpaxmuio sxcTparupyiot stminanetaroMm (30 mur). Opranmdeckre Gpakuu MpOMbI-
BatoT BoJoi (x1) m coneBbM pacTBopoM (x1), cymar (MgSO,) u KOHIEHTpHPYIOT. OCTaTOK OYMINAIOT KOMOH-
sKcmpecc-xpomarorpadueit (komonka 120 T), UCTIONB3Ys TEKCaHBI W ATHIIAIETAT, ¢ moxydeHueM 1,54 1 (49%)
cynb(hOoHAMHIA B BHJIE TBEPAOTO BEIECTBA CBETIO-KEJITOTO LIBETA.

Metun 3-(3-0yreHmncynbpoHaMUI0)-2-TpeT-0yTokcukapooHmwiaMmuaonponanoar (1,54 r, 4,58 MMoib)
pactBopsitoT B 4H HCI B nrokcane u pactBop nepememuBarot npu KT B Teuenue 1 4 u koHneHTpupytor. [locie
CYIIKH OCTaTKa B BBICOKOM BakyyMe B TeueHHe 20 MHMH ocTaTok M TpudTHiaamuH (1,92 mn, 13,78 mMMoins) pac-
tBOpstfoT B Hy,O (23 mun) u TI'® (23 mu) u 100aBisIOT HUKIONEHTHIIOKCHKapOoonmIokcucykunHamun (1,10 r,
4,83 mmMonb) k pactBopy. PactBop nmepememmBator npu KT B Teuenne 3,5 4 U KOHIEHTPUPYIOT 10O ITOJTyYCHUS
MOJIOBUHHOTO 00BheMa mepen pazdoasnenuemM H,O (30 mu). [IpomykT skcTparupytot stunameratom (50 Mt x 2) u
akcTpakThl pombiBatoT H,O (50 mut x 1) m HackmenabM BogasiM NHyCl (50 Mt x 1), cymat (MgSO,4) 1 KoH-
HEHTPHUPYIOT 10 monmydeHus 1,52 1 (95%). Cnoxuerit metmnoBsiid 3¢up (1,52 1, 4,36 mmons) u LiOH (522,5 wmr,
21,82 mmonb) pactBopsitor B H,O (20 mur), metanosie (20 M) u TT'® (20 mur) mpu 0°C 1 nosnydeHHYIO B pe3yiib-
TaTe cMech nepeMennBaroT npu KT B Teuenue 9 u. PactBop koHIEHTpupytoT 1 yaanenus TI'®D u meranona,
MOJyYCHHBIH B pe3yJbTaTe KOHIEHTPUPOBAHHEIH pacTBop pa3BoasaT H,O (30 Mi1) M mpOMBIBAIOT ATHIIAIETATOM
(30 M x 1). [locne monkucnenus Boguoi ppakmuu 6H HCI (5 min) mpoaykt skcTparupyror stuianeratoMm (40
MJ X 3). DKCTpaKThl MPOMBIBAIOT COJIEBBIM pacTBopoM (40 M x 1), cymat (MgSO,) 1 KOHIIEHTPUPYIOT J0 TO-
aydenus 1,30 r (89%) KHCIOTHIL.

Junentun XII (3,20 1, 4,36 mmons) pactBopsitoT B 16,5 mut 4H HCl B muokcane u nepemernmmBaroT pu KT
B TedeHue | 4. [lomyueHHBIN B pe3yabpTaTe pacTBOp KOHIEHTPUPYIOT U CYIIAT B BaKkyyMme. PacTBOp IMOITydeHHOTO
B pesynbrate octatka B JIM® (7 mur) mobaBisiioT k pactBopy kuciotsl (1,30 T, 3,89 mmomns), HATU (2,22 1,
5,83 mmonb) u N-metunmopdonmna (1,5 v, 13,64 mmons) B JIM® (8 mur) ipu KT. Yepes 2 4 pacTBop nepeme-
mmBaioT ¢ 5% BoxubeM pacTBopoM LiCl (60 M) B Teuerne 20 MuH. 1 cMech aanee passogiat H,O (50 mur) mepen
skcTpaknuei stmaneraroM (100 mi x2). Oprannueckue sxcrpakts! npombiBaor 1H HCI (100 Mt x1 ), Hackl-
meHHbIM BogHbIM NaHCO; (100 M x 1) u coneBbiM pactBopoM (100 mi x 1), cymar (MgSOy4) 1 KOHLEHTpH-
pytor. OcTaTok OYHMIIAIOT KOMOWAIKcIpecc-xpomarorpadueit (komorka 120 r) ¢ momyuenuem 1,31 1 (35,5%)
TPUIENTHA.
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PactBop Tpunentuaa (1,30 1, 1,37 mmons) B8 CH,Cl, (260 M) nerasupyrot B Teuenne 30 MuH 1 go0aBis-
1ot G1 I'pa66a (283 mr, 0,344 Mmmous) K pacTBOpy. PacTBOp HarpeBaroT ¢ 0OpaTHBIM XOJIOJMILHUKOM B TEUCHHUE
5 4 Ha Oane mpu 45°C u 00aBIAIOT TOMOTHUTENbHBIN KaTamu3aTop (112 mr, 0,137 MMomb), T0OABIAIOT TIEpeT
HarpeBaHUEM B TEUCHHE MOMONHHUTEIRHBIX 4 4. K pacTBopy mobasmsior Tpuc(ruapokcumernin)dochun (2,98 r,
24 MmMonb), TpudTHAaMuH (6,7 mit, 48,07 mmons) 1 H,O (55 min). [TomydeHHy 0 B pe3yibTaTe CMeCh IepeMEIIIn-
BaroT Ha Oane mipu 50°C B Teuenne 3 4. Cmech pasBomsat H,O (200 mu) u HaceimeHHsIM BogabiM NH,Cl (200
MJI) U pasgersior nBa cios. Bomayto ¢paxumio namee skcrparupytor CH,Cl, (100 M x 2). Opranndeckue
¢pakum npomsiBatoT HyO (250 Mo x 1), cymar (MgSO,) M KOHIEHTpHpYIOT. OCTaTOK OYHMIIAI0T KOMOMIKC-
npecc-xpomarorpadueii ¢ nonydernem 456 mr (36%) 0OCHOBHOTO MPOAYKTA.

[Momydennsrit mpoaykt (456 mr, 0,495 mmons) pactBopsitoT B NMP (5 M) u x pacTBopy 100aBisoT 8-
XJIOP-2-(2-H30NPONUIaMIHOTHA30T-4-11)-7-Me TOKCUXUHOIUH-4-071 (173 mr, 0,495 mmonb) u Cs,CO; (323 wr,
0,991 mmous).

[MonyueHnyro B pe3ysibTaTe cMech nepeMelmnBaroT Ha 6ane npu 70°C B Teuenue 16 4 u pa3BoAsT dTHIIALE-
taroM (25 mur) nepen nepememBanueM ¢ 5% BoaHbsM pacTBopoM LiCl (20 mur) B Teuenne 30 mun. Ilocne pas-
NeeHns AByX ¢a3 BOAHYIO (pakiuio sKkcTparupyrot stminaneratoM (30 mur x1). Opranudeckue (Gpakidu mpo-
MmbiBatoT H,O (x1), cymat (MgSO,4) u kKoHIIeHTpupyoT. OCTaTOK OYHIIAIOT KOMOHMIKCTIpecc-XxpoMaTorpadueii ¢
ucnonszoBanueMm CH,Cl, u MeTaHoa ¢ onydeHueM 259 Mr MpoAyKTa ¢ PsiIoM MPUMECEH.

CMech HEOuHIIeHHOTO mpoaykTa (286 mr, 250 Mmons), Toswiruapasuaa (350 mr, 1,88 Mmoibp) u amerara
Hatpus (308 mr, 3,75 mmons) B DME (2,5 mi) u H,O (0,25 mir) HarpeBaroT ¢ oOpaTHBIM XOJIOAMIBHUKOM Ha
6ane mpu 95°C B TeueHue 3 4. J100aBISAIOT JOMOTHUTENBHEIA To3mwiruapasua (350 mr, 1,88 MMoIs) U K cMecH
nobapmsttor anerat HaTpus (308 mr, 3,75 MMOJIb) U CMECh HArpeBalOT ¢ OOPATHBIM XOJIOAUIHLHUKOM B TEUCHHE
1,5 9. Cmech pasoaat H,O (50 mur) n HackimeHHBIM BogHBIM NaHCO; (50 MiT) M 9KCTparupyroT dTHIAIETATOM
(40 M x 2). Oxcrpaktsl npombiBatoT HyO (x1), cymar (MgSO4) u koHIeHTpHpYI0T. OCTaTOK OYMIIAIOT 00pa-
IIeHHO-(a30BoH KoMOMIKcIpecc-xpomarorpadueii (komonka 43 r), ucnonszys H,O u aneronurpun c¢ 0,05%
TOA. O6beauHeHHBIE QPAKIIUU KOHIICHTPUPYIOT IS yIaJICHHs alleTOHUTPUIIA U IPOAYKT IKCTPArHPYIOT dTHII-
areTaToM (X 2) ¥ MOJIY4YEHHBIH B pe3yabTaTe BOJHBIN pacTBOP pa3BOAAT HacklmeHHbIM BogHbIM NaHCO;, momy-
gas 135 Mr poAyKTa ¢ pIIoM MPUMECEH.

PactBop HeoummenHnoro npoaykra (135 mr, 0,130 mMounb) u 2,6-mytuaus (0,19 M, 1,63 MMOIIb) B arieTo-
autpuie (3 mun) nmepememuBaroT npu 0°C mo mepe godasnenus (0,18 mi, 1,27 mmons). [Tocne nepeMenuBaHus
cmecu mipu KT B Teuenue 2 4 no6aBisiioT MetaHous (2 Mi1) M pacTBop mepememusaioT B Teduenue 1 1 nmpu KT.
PacTBOp KOHLEHTPHUPYIOT M OCTATOK OYMINAIOT oOpanieHHO-(pazoBoit BOXX. ®paknun, coxgeprkaniye mpoaykr,
0OBEIMHSIOT, KOHIEGHTPUPYIOT U ITHOGUIN3HPYIOT, monydas 74,6 mr (51 %) B Bune comu TDA. Jlauneie 'H
SAMP-cnexrpockonuu (300 MI'n, CD;0D): & 8,26 (d, 1H, J = 9,3 Tm), 8,24 (s, 1H), 7,78 (s, 1H), 7,60 (s, 1H),
7,24 (appt quint, 1H, J = 7,2 '), 6,92 (t, 1H, J = 7,5 T'm), 5,83 (br, 1H), 4,67-4,78 (m, 2H), 4,74 (dd, 1H), 4,40
(br, 1H), 4,21 (d, 1H, J = 12,0 I'y), 4,15 (s, 3H), 3,99 (hept, 1H, J = 6,3 '), 3,07-3,54 (m, 6H), 2,89 (dd, 1H, J =
12,9 u 6,9 '), 2,44-2,59 (m, 1H), 1,92-2,26 (m, 3H), 1,15-1,81 (m, 16H), 1,38 (d, 6H, J = 6,3 I'1), nannsre °'P
SAMP-cnexrpockomnuu (121,4 MI'u, CD;0D): 3 40,177, naHHbie P SAMP-cnekTrpockonuu (282 MI', CD;0D):
8 -77,311 (coms CF;COOH), -114,754. KX/MC = 1008 (M"+1).

ITpumep 165. Ilonydenue coenunenus 165.
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Cramus 1. K pactBopy coeamnenus VIII xenroro nsera (477 mr, 1,30 mmons) u atunoBoro 3¢upa (1-
aMUHO-2-BUHIIITAKIIONPOIIHN )-(2-MeTOKCHOSH3MIT)(hOCHUHOBOK KUCIHOTHI (cM. mpumep 42) (274 wr, 0,93
MMOJIb) B Toyoste (4,5 mur) mo0GaBisioT pacTBop 2-3Tmirekcanoat Hatpus (77 mr, 0,46 mmonb) B H,O (4,5 mo).
Peaknmonnyto cmech HarpeBaroT 10 70°C B Teuenue 22 4. J[006aBIAIOT TOTOTHUTENBHBINA 2-3THATeKcanoaT (100
MT), repeMemmmBaoT B Tedenne 22 4 mpu 70°C u oxnaxmaroT 10 KT. Peaknmonnyro cmech passoaar EtOAc,
npoMeIiBaroT HackimeHHbIM NH,Cl (2 x), HaceimenasiM NaHCO; (2 x) u coneBbIM pacTBopoM. OpraHndecKuit
cioit cymar Na,SO, ¥ KOHIEHTpHUPYIOT. HeounieHHbIH MpoIyKT OYHMIIAIOT KOJOHOYHOHW Xpomartorpaduet,
nonyyas 468 mr crimpra. KX/MC = 661,9 (M'+1), 683,9 (M '+Na).

Cragus 2. Coupt (468 mr, 0,71 mmons) 1 DABCO (255 wr, 2,27 MMOITh) pacTBOpSIIOT B Todyode (3,5 mi).
JobaBistoT mo KamisM pactBop B Tomyoie (3,5 mur) Oposmwixiopuna (580 wmr, 2,27 mmoinb). PeakunoHHYO
cMmech nepememinBatot npu KT B Teuenne 1 4. Peakuuro pasBoaar EtOAc u racar HaceimenHsiM NaHCO;. Pas-
JICIIOT JIBa CJiosl U opranndeckuii cioi mpombiBatoT 0,5H HCI, coneBsiM pactBopoM, cymat Na,SOy, GuisT-
PYIOT ¥ KOHIEHTPHPYIOT. HEOUHTIIEHHBIN MPOAYKT OYWIIAIOT KOMOMIKCIpecc-xpoMmarorpadued, momydas 402
Mr Oposmiata ¢ BerxoaoM 49%. JlaHHbie 3lp SAMP-cnekrpockonuu (121,4 MI'u, CDCl;) 6 46,5, 44,1. XX/MC =
881,4 (M'+1), 903,8 (M'+Na).

Cramus 3. K pactBopy 6posmnara (402 mr, 0,46 mmons) B CH,Cl, (3,4 Mn) moGasmsror 4H HCI B 1,4-
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auokcane (3,4 mia, 17 mmons). Peakionnyro cMmecs nepememusaroT npu KT B Teuenue 2 4, KOHIEHTPUPYIOT,
CyIIaT MOJ| BAKyyMOM B T€YE€HHE HOYH U 3aTeM pacTBopstoT B TI'® (3,4 mi). J106aBisoT cBEXXENPUTOTOBIICH-
HBIA TTUKIOTIeHTIIIXI0pdopmuat (2,33 mmois) B TI'D (4,6 mi). Jobasmstor TEA (0,32 mu, 2,28 MMOIB) K pe-
aKIMOHHOW cMecu. Peaknust 3aBeprraercs B Tedenue 1 4. Peakmuro racst mo6asienneM HackimenHoro NH,Cl u
pasBoaaT EtOAc. Pazaenstor nBa cios. Opranndeckue ciiou npombiBaroT HackimeHHBIM NH4Cl 1 coeBbIM pac-
TBOpoM, cymaT Na,SO4 1 KOHIEHTPUPYIOT. HeounIeHHbIH MPOIYKT OYUIIAIOT KOJIOHOYHOM XpoMaTorpaduei ¢
nosyuenreM 349 Mr IMKIONEHTHIKapOaMaTa ¢ BIxogoM 86%. Jlamusie °' P IMP-criektpockormmu (121,4 MI',
CDCl;) § 46,4, 44,1. JKX/MC = 893,8 (M'+1), 915,6 (M'+Na).

Cramus 4. lHuknonentunkap6amart (349 mr, 0,39 mmois) pactBopsitoT B CH,Cl, (28 M) m meraszupyrot N,
B Teuenue 20 muH. JJo6aBnstor G1 I'pa66a (80 mr, 0,10 MMOJB) U AETa3UPYIOT B TEUSHHUE JOMIOJHUTENBHBIX 20
MuH. PeakunonHyto cmeck HarpesaioT 10 50°C B teuenue 6,5 4. Jlo6asistor nononnurensHsii G1 I'paboa (40
Mr) u HarpeBaroT 10 60°C B Teuenue 8 4. JlobapnstoT eme G1 ['pa6oa (40 mr), nepememuBaroT npu 50°C B Te-
yenne 5 v u oxnaxaarT 1o KT. Jlobasnsror Tpuc(rugpokcumermn)pochus (1,21 1) ¢ mocnemyromum 100aBie-
HueM TEA (2,7 min) u HyO (5 mi). Peakimonnyio cmecs HarpeBatoT 10 50°C B Teuenue 6 1 u 3atem 1o KT B
TeueHne Houu. Paznensior aBa cnost. Opranndeckuii cinoi npomsiBatot 0,5H HCI u coneBbIM pacTBOpoM, CymiaT
Na,SO,4 1 KOHIEHTPUPYIOT. HeounmeHHbIH MPOIyKT OYUIIAIOT KOMOMIKCTIpecc-xpoMarorpadueit, momydas 210
MT 0JIe)HHOBOTO COEIMHEHHS ¢ BEIX0A0M 62%. JKX/MC = 865,5 (M'+1), 887,5 (M'+Na).

Cramus 5. PactBop onedunoBoro coeamuenus (210 mr, 0,24 Mmoib) U 2-(2-U30TPONMIAMHHOTHA30I-4-
n)-7-MeTokcuxuHomH-4-oma (77 wr, 0,24 mmons) B NMP (2,4 mu) ob6pabareBator Cs,CO;3 (79 wmr, 0,24
MMoOJIb). Peakionnyio cMech HarpeBatoT 10 65°C B TeueHue 6 4 u 3ateM oxyaxxaaroT Jo0 KT B TedeHune HOUM.
Peakumio pasBogsat EtOAc u npomeiBator NaHCO;. Opranndeckuii cioit mpomeiBarot 5% LiCl u coneBbiM pac-
TBOpOM, cymar Na,SO; u KoHueHTpupyloT. Heounmenusiii npoxykr (229 mr, 0,24 MMONb) pacTBOpSIOT B
CH;CN (3 mu). Jobasnsror 2,6-mytuaus npu 0°C, a 3ateMm oxotpumermwicmwiad (0,52 mi, 3,65 mmons). Peak-
IIMOHHYI0 cMech HarpeBatoT a0 KT, nmepememmBaror B Teuenne 3 4 u oxyaxaator no 0°C. [lobGasmustor 2,6-
nytuaud (0,2 mi) ¢ mocneayromuM godasnearneM MeOH (2,5 mur) u HarpeBatot 10 KT. CMech KOHIIEHTPUPYIOT
¥ OuMmAKT ¢ momombio BOXKX, momyuas 98 Mr mpomykra 165 ¢ Beixomom 44%. Jlammsie 'H SIMP-
cnekrpockonu (300 MI'u, CD;0D): & 8,13 (d, J = 9,3 I'y, 1H), 7,99 (s, 1H), 7,55 (s, 2H), 7,09 (m, 2H), 7,00
(m, 1 H), 6,73 (d, J = 8,4 T', 1H), 6,67 (t, J = 7,5 I'n, 1H), 5,63 (s, 1H), 5,45 (q, J =9 I', 1H), 5,08 (t, ] =9,9
I'm, 1H), 4,7 (d, J =12 T'u, 1H), 4,55 (t, J = 9,3 ', 1H), 4,24 (s, 1H), 3,99 (m, 2H), 3,89 (dd, J =24, 11,7 I'y,
1H), 3,83 (s, 3H), 3,62 (s, 3H), 3,29 (t, J = 15 'y, 1H), 3,10 (t, J = 15 'y, 1H), 2,6 (dd, J =7.,5, 14,1 T'm, 1H), 2,6
(m, 1H), 2,42 (ddd, J = 3,6, 9,6, 13,5 I'i, 1H), 2,05 (m, 1H), 1,64 (m, 2H), 1,22-1,46 (brm, 17H), 1,16 (d, J = 6,5
'y, 6H), gannbie °'P SIMP-cnexrpockoruu (121,4 MI', CD;0D): § 43,4 XKX/MC =914,6 (M'+1).

[Ipumep 166. ITonydaenne coennuenus 166.
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K pactBopy coemunenus 165 (887 mr, 0,97 mmons) B DME (87 mm)/H,O (8,7 Ma) moGaBustoT Ii-
toswtruapazux (1,45 r, 7,28 mmoins) u NaOAc (1,19 1, 14,57 MmMoib). Peakimornyto cMech Harpesatot 10 95°C
B TeueHue 4 4 u oxnaxaaroT 10 KT. Cmeck koHIEHTpHUPYIOT, pacTBopsitoT B CH,Cl, n mpomeiBator H,O. Bon-
HeIiA citoit skcTparupytotr CH,Cl, (2 x). Opranwueckunii cioit cymat Na,SO,, KOHIIEHTPUPYIOT U CYIIAT TOJ Ba-
kyymoM B Teuenue 30 mun. Ocrarok pactBopsitor B DME (60 mi) u H,O (6 mi). Jo6asmsror NaOAc (1,19 T,
14,57 mmons) u n-ro3wiruapasuf (1,45 r, 7,28 mmons). Peaknimonnyro cMech HarpeBaroT 10 95°C B TeueHue 6 4
u oxnaxnaaroT 10 KT. Peakimro 00pabaTeiBaroT 1 ounmaroT ¢ momoinsio BOXKX, momyyas 318 mr kucnoter 166
¢ BbIxoqioM 36%. JlaHHbIC 'H SIMP-cniektpockonuu (300 MI', CD;0D,): 6 8,23 (d, J =9,6 I'i, 1H, 8,18 (s, 1H),
7,69 (s, 1H), 7,31 (dt, J = 1,8, 7,2 ', 1H), 7,25 (dd, J =2,1,9,3 'y, 1H), 7,18 (t,J = 7,8 T', 1H), 6,92 (d, ] = 8,1
I'u, 1H), 6,87 (t,J=7,5 'y, 1H), 5,79 (s, 1H), 4,8 (d, J= 11,7 I'u, 1H), 4,69 (t,J = 8,7 T'u, 1H), 4,47 (s, 1H), 4,23
(dd,J=2,7,10,2 T, 1H), 4,15 (t, J =6,3 ', 1H), 4,1 (d, J = 11,1 T'u, 1H), 3,98 (s, 3H), 3,81 (s, 3H), 3,43 (t,J =
15 I'u, 1H), 3,32 (t, J = 15 'y, 1H), 2,76 (dd, J = 8,1, 14,4 ', 1H), 2,49 (ddd, J = 3,6, 9, 13,2 'y, 1H), 1,98 (m,
1H), 1,79 (m, 2H), 1,34 (d, J = 6,3 T', 1H), 1,2-1,7 (m, 22H), nanusIe 3lp SMP-cniektpockonuu (121,4 MI'm,
CD;0D): § 45,5. XX/MC =915,3 (M'+1).

IIpumep 167. TTonydenne coenuuenus 167.
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Ipoxykr (mpumep 167) monydaroT B BHIE TBEPIOTO BEIISCTBA JKEITOro IBeTa. J[aHHBIC 'H SIMP-
cnexrpockonmu (300 MI't, CD;0D): 6 8,32 (d, J =9,3 I'i, 1H), 8,18 (s, 1H), 7,71 (m, 2H), 7,67 (m, 2H), 7,53
(m, 1H), 7,37 (m, 2H), 5,86 (s, 1H), 5,75 (m, 1H), 5,34 (m, 1H), 4,73 (m, 1H), 4,11 (m, 3H), 4,04 (s, 3H) 3,72
(m, 1H), 3,38 (m, 1H), 2,80 (m, 3H), 2,64 (m, 1H), 2,31 (m, 1H) 1,80 (m, 1H), 1,65-1,2 (m, 24H); nanssie *'P
SAMP-cniexrpockomuu (121,4 MI'n, CD;0D): 8 39,599, KX (mpoBoasT B TeueHHEe 6 MHUH, BpeMsl YACP>KHUBAHUS =
3,67 mun). MS (954,6, M+1).

ITpumep 168. TTonyuaenne coennuenus 168.
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Iponykr (cM. mpumep 168) modydaroT B BUIE TBEPAOTO BEUICCTBA JKEITOTO IBeTa. J[aHHBIC 'H AMP-
cnekrpockonu (300 MI'n, CD;0D): 6 8,29 (d, J =9,5 I'i, 1H), 8,17 (s, 1H), 7,69 (m, 4H), 7,56 (m, 1H), 7,37
(m, 2H), 5,86 (s, 1H), 4,80 (m, 1H), 4,74 (m, 1H) 4,38 (s, 1H) 4,11 (m, 3H), 4,04 (s, 3H), 3,30-3,62 (m, 3H),
2,80 (m, 1H), 2,59 (m, 1H), 2,01 (m, 1H) 1,78 (m, 1H), 1,65-1,2 (m, 26H), nanHbIc 3p SIMP-crieKTpoCKOuu
(121,4 MI', CD;0D): 6 41,418. XXX (mpoBomsT B TeueHHe 6 MHH, BpeMs yaepkuBanus = 3,65 mun). MC
(956,5, M+1).

IIpumep 169. Tonyuenne coenuuenus 169.
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K pactBopy ¢ocdunara (ormucannomy B npumepe 51) (5,0 r, 11,55 mmons) B TOA (31 M, 416 MMoub)
npu KT mobasmstor DMS (8,2 mur, 111 MMob) 1 IepeMeIMBaiOT B TeUeHUE HOYH. PeakKIIMOHHYIO CMECh BBLIH-
BarotT B sensayio 4H HCI (350 mi) u sxcrparupytor 1/1 iPrOH/renrranom (420 mut). OpraHudecKue Clod Mpo-
meiBatoT 4H HCI (5 x 500 mim). O0benuneHHbIe BoMHBIE ciion moaBoaar a0 pH 10 B nensHoi Gane. Bomubrid
cnoil skctparupyroT EtOAc (5 x 500 mi). OpraHuueckue ciIOM NPOMBIBAIOT COJEBBIM PAcTBOPOM, CyHIAT
Na,SO,4 ¥ KOHIEHTPUPYIOT [0 monydenns 2,9 T aMuHa ¢ Bhixo1oM 84%. Hannsie 'H SIMP-criekrpockommn (300
MI', CDCly): 7,58 (m, 1H), 7,41 (m, 1H), 7,18 (m, 2H), 5,96 (m, 1H), 5,60 (m, 1H), 5,19 (m, 2H), 5,09 (m,
1H), 4,03 (m, 2H), 3,44 (m, 2H), 1,83, (m, 1H), 1,32 (m, 3H), 1,19 (m, 2H), nanHBIC 3p SIMP-crieKTpOoCKOTTHH
(121,4 MI', CDCly): 6 49,684, 47,512.

K pactBopy VIII xenroro nsera (3,5 r, 9,56 mmons) u amuna (2,2 t, 7,36 MMoib) B Tosryose (20 mir) mo-
6aBisiroT pactBop rexcanoara Hatpus (1,83 r, 11,04 mmois) B H,O (60 mi). PeakiionHyro cMech HarpeBaroT 10
80°C B Teuenue 40 4. u oxnaxaawotT 10 KT. Peaknmonnyto cmech pa3Boasat EtOAc, mpoMBIBatOT HACHIIEHHBIM
NaHCO;, 0,5H HCI, coneBbiM pactBopoM, cymat Na,SO, 1 KOHIEHTpUPYIOT. HeouneHHbIi TpOayKT oYHIIa-
I0T KOMOHW3Kcmpecc-xpoMatorpadueit, monydas 4,4 T couprta ¢ BeIXogoM 69%. JlanHbIe 'H sIMP-
cniekrpockoruu (300 MI'n, CDCls): 6 7,48 (m, 1H), 7,36 (m, 1H), 7,18 (m, 2H), 6,07 (m, 1H), 5,78 (m, 2H),
5,50 (m, 1H), 5,30 (m, 1H), 5,17 (m, 1H), 4,67 (d, 1H), 4,48 (m, 2H), 4,33 (m, 2H), 4,12 (m, 2H), 3,83 (m, 2H),
3,65 (m, 2H), 3,32 (m, 3H), 2,24 (m, 3H), 2,04 (m, 4H), 1,80 (m, 2H), 1,63 (m, 1H), 1,51 (m, 2H), 1,42 (m, 9H),
1,25 (m, 3H), nanHbIc 3p SAMP-cniekTpockomuu (121,4 MI'n, CDCls): 6 45,191, 43,161, muactepeomepsl.

Cruprt (1,4 1, 2,1 mmons) 1 DABCO (750 mr, 6,7 MMoi1b) pacTBopsitoT B Toiyose (20 mir). PactBop 6po-
3uIxJiopua B Toiyose (1,7 v, 6,7 MMOJIb) TOOABIISIOT 1O KarwisiM. Peakimonnyto cmech nepemenmuBaioT pu KT
B TeueHne 3 4. Peaknuto pazBogsat EtOAc u racar HaceimeHHbiM NaHCOs. Paznmensior naBa cios u opraHude-
ckmii cioit mpombiBaroT 0,5H HCI, coneBriM pactBopom, cymat Na,SO,4, GUIBTPYIOT M KOHIEHTpUpPYIoT. He-
OYMINEHHBIN MPOAYKT OYMIIAIOT KOMOMIKCIIpecc-xpoMaTorpadueit, momydas 1,3 r 6po3unata ¢ Berxogom 70%.
Jannsie 'H SAMP-cnekTpockomnuu (300 MI'u, CDCly); & 7,74 (m, 4H), 7,48 (m, 1H), 7,36 (m, 1H), 7,18 (m, 2H),
6,07 (m, 1H), 5,78 (m, 2H), 5,25 (m, 1H), 5,17 (m, 1H), 4,98 (m, 1H),4,57(d, 1H), 4,48 (m, 2H), 4,33 (m, 2H),
4,12 (m, 2H), 3,83 (m, 2H), 3,65 (m, 2H), 3,32 (m, 3H), 2,24 (m, 3H), 2,04 (m, 4H), 1,80 (m, 2H), 1,63 (m, 1H),
1,51 (m, 2H), 1,42 (m, 9H), 1,25 (m, 3H), mannsie *'P SIMP-cnexrpockomun (121,4 MI'u, CDCly): & 46,216,
43,654, nuactepeoMephl.

Bposzunar (1,48 r, 1,61 mmois) pacteopsitor B CH,Cl, (200 mit) 1 rerazupyror ¢ momouisio N, B TeUeHue
20 muH. [Jobasmstor G1 I'pad6a (413 mr, 0,5 MMOITb) U JETa3UPYIOT B TCUCHUE HOTOTHUTENRHBIX 20 MuH. Peak-
IMUOHHYIO cMech HarpeBaroT 10 45°C B TeueHue HOuM U oxiaxaaT no KT. Jo0aBisiFoT TpUC(THIPOKCUMETHIT)
tdochun (3,4 1, 27,4 Mmmons) ¢ mocneaytomum nodaenearneM TEA (8 mur, 50 mmons) u HyO (20 mu). Peakumon-
Hy!0 cMech HarpeBaroT 10 50°C B Teuenue 4 4 u 3areM npu KT B Teuenue Houu. Pazgenstor asa cnos. Opranu-
geckuii cnort mpomeiBatoT 0,5H HCI, comeBbiM pactBopoM, cymat Na,SO4 v KOHIIEHTpHUPYIOT. HeodnmeHHbIi
POLYKT OYHIIAIOT KOMGHIKCIIpecc-xpomarorpadueii, moydas 907 Mr mukiIndeckoro pochunara. Jauusie 'H
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SIMP-cniektpockonuu (300 MI'n, CDCls): & 7,76 (m, 4H), 7,40 (m, 1H), 7,30 (m, 1H), 7,12 (m, 2H), 5,78 (m,
1H), 5,60 (m, 1H), 5,40 (m, 1H), 5,07 (m, 1H), 4,90 (m, 1H), 4,37 (m, 3H), 3,83 (m, 2H), 3,75 (m, 2H), 3,51 (m,
1H) 3,22 (m, 2H), 2,24 (m, 3H), 2,04 (m, 4H), 1,80 (m, 2H), 1,63 (m, 2H), 1,51 (m, 2H), 1,42 (m, 9H), 1,25 (m,
3H), mannsie °'P SIMP-criektpockommu (121,4 MI', CDCls): & 45,216, 44,153, nuacTepeoMepsL.

PactBop nuximyeckoro ¢ocdunara (857 mr, 1,0 mmoms) u denona (316 mr, 1,0 mmons) B NMP (10 mu)
obpabareiBatoT Cs,CO; (651,6 mr, 2,0 MMoIs). Peakimonnyto cMech HarpeBaroT A0 65°C B TeUeHHE HOYH U 3a-
teM oxnaxnarot 1o KT. Peakmuro pazsomst EtOAc u mpomeiBatotT H,O. Boansrit cioit moasoasat a0 pH 4 ¢ mo-
momrsio IN HCI u skctparupyror 5% MeOH/EtOAc (2 x 50 min). OObeTUHEHHBIC OPTaHUYCCKUE CIIOU CYIIaT
Na,SO4 1 KOHIEHTPUPYIOT. HeounmeHHbIH MPOIyKT OYUIIAIOT KOMOMIKCTIpecc-XxpoMarorpadueit, momyqas 670
Mr Tpebyemoro npoaykra. Jauuste 'H SIMP-criexrpockomuu (300 MI'y, CDCly): & 8,02 (d, J =9,1 T'u, 1H), 7,47
(s, 1H), 7,37 (m, 2H), 7,15 (m, 2H), 7,02 (m, 2H), 5,69 (m, 1H), 5,40 (m, 1H), 5,35 (m, 1H), 5,28 (m, 1H), 4,82
(m, 1H), 4,69 (m, 2H), 4,39 (m, 1H), 4,18 (m, 4H), 3,98 (s, 3H), 3,90 (m, 2H), 3,80 (m, 2H), 3,42 (m, 1H), 3,23
(m, 1H), 2,71 (m, 1H), 2,40 (m, 3H) 2,02 (m, 2H), 1,76 (m, 2H), 1,36 (m, 9H), 1,30 (m, 6H), 1,15 (m, 3H), nan-
Hble P SAMP-cnexTpockomuu (121,4 MI'n, CDCly): 6 45,152, 44,291, nmuactepeomepsl.

K pactBopy npoaykra, momydenHoro panee (670 mr, 0,72 mmoin), B CH3CN (2 M) ipu 0°C 1o6aBistioT
romotpumetmicuial (717 mr, 3,58 MMoib). Peakimonnyro cMech nepemernuBaroT npu 0°C B Teuenne 20 MUH.
Job6asmsttor 2,6-mytunus (1 mir) 1 MeOH (1 mur), nepemernBarot B Teuenne 20 MUH, KOHIEHTPUPYIOT B BaKyy-
Me U cymaT B TeuyeHue 20 MUH ¢ MOTyYCHHEM HEOodYHUIeHHON kucnoThl. [{uknonenranon (308 mr, 3,58 MMoIb)
pactopsitot B TI'® (7,8 mut) m nobasisitor docres (3,2 mi, 6,09 MMOJIB) B TOTyOIIE.

Peaknuto nepeMemmBarOT B Te4eHUE | 4 ¥ KOHIICHTPUPYIOT JI0 MOTYYCHHS MOJIOBUHHOTO 00BeMa IS yia-
nenust gocrena. Heounmennyio kucnoty pactopsitor B CH;CN (20 mur). o6asmstor Na,CO; (1,1 1, 8,64
mMmoutb) B H,O (10 mut) u mepememuBaioT B TeueHre 5 MuH. J[o6aBisroT pactBop B TI'®D cBeKeNMPUTOTOBICHHO-
TO IUKJIOTIEHTHIXJIoppopMuaTa. Peakmmio 3aBepmiarotT B TedeHue | 9 u KOHIEHTPUPYIOT. OCTaTOK pacTBOPSIIOT
B EtOAc u no6asisror 1,0H HCI, ato6sr monsectu pH 2. Pa3genstor aBa ciosi M1 OpraHUYECKHA CIIOH KOHIICH-
TpUPYIOT. HeOUnIeHHbIH TPOIYKT OYUIIAIOT ¢ ToMoIibio BOXKX, momydas nmpoaykt 169. /lanHble 'H SIMP-
cnekrpockorun (300 MI', CD;0D): & 8,89 (s, 1H), 8,34 (d, J =9,5 I'u, 2H), 8,18 (s, 1H), 7,76 (m, 2H), 7,39 (m,
1H), 7,30 (m, 1H), 7,21 (m, 2H), 5,83 (s, 1H), 5,70 (m, 1H), 5,31 (m, 1H), 4,73 (m, 1H), 4,40 (m, 1H), 4,16 (m,
2H), 4,02 (m, 4H), 3,72 (m, 1H), 3,38 (m, 2H), 2,81 (m, 1H), 2,62 (m, 1H), 2,29 (m, 1H) 1,95-1,37 (m, 21H),
1,34 (m, 6H), nanHbIe 3p SMP-cnexkrpockormuu (121,4 MT', CD;0D): § 41,998 XKX/MC =919 (M'+1).

IIpumep 170. TTonyuenne coenuuenus 170.
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K pactBopy coemunenus 169 (50 mr, 0,05 mmoms) 8 DME (1 mm)/H,O (0,1 mu) nobasmsor -
to3wruapazun (76 mr, 0,41 mmons) u NaOAc (66 mr, 0,81 MmMois). PeakimonHyto cmech HarpesatoT 10 95°C B
tedenue 1,5 4 u oxnaxnator no KT. Jfobasnsior Heckonbko kanenb 3H HCI, uto6sr moasectu pH 2. Heoun-
IICHHBI MPOAYKT OUYMIAIOT ¢ momombio BAXKX, momyuas 25 wmr xucmoter 170. Jlammsie 'H SIMP-
cnekrpockoruu (300 MI', CD;0D): 6 8,89 (s, 1H), 8,30 (d, J =9,4I'u, 2H), 8,16 (s, 2H), 7,75 (m, 3H), 7,41 (m,
4H), 7,22 (m, 3H), 5,84 (s, 1H), 4,74 (m, 2H), 4,42 (m, 1H), 4,18 (m, 2H), 4,07 (m, 4H), 3,52 (m, 1H), 3,31 (m,
2H), 2,77 (m, 1H), 2,52 (m, 1H), 2,00 (m, 1H), 1,81 (m, 1H), 1,58 (m, 21 H), 1,35 (m, 6H), manmsre *'P SIMP-
crextpockoruu (121,4 MT', CD;0D): § 44,041 XKX/MC = 921 (M'+1).

IIpumep 171. TTonydaenne coenuuenus 171.
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Cramus 1. PactBop 1-TpeT-OyTHIIOBOTO CIIOKHOTO 3upa 4-THIPOKCUITHPPOIUINH-1,2-THKapOOHOBONH KH-
cioTel (460 Mr, 1,99 mmois) 1 EGN (417 Mk, 2,99 Mmmoinb) B TT'® (13 M) nepememmuBaroT nipu -43°C 1o mepe
nobasnenus sTrxiopdopmuara (209 Mk, 2,19 Mmons). CMech iepeMeuBaroT ipu Temreparype ot -40°C no
-25°C B Teuenne 30 mun. K manHoi cMecn J00ABISIIOT MO KaIUISIM PacTBOP JUATHIOBOTO CoXHOTO 3dupa (1-
aMHHO-2-BHHIJI-IMKJIONPONH)-pochoHoBoi KucaoTH! (480 mr, 2,19 Mmons) B TI'® (13 M) npu noanepxanuu
BHYTpeHHell Temmepatypsl Huxke -35°C. PactBopy mosBossitor Harperscss o0 KT u racsar H,O. Peakunonnyro
cMecsk akcrparupyror EtOAc. O0beMHEeHHbIE OpraHMYecKUe IIPOMBIBHBIE PACTBOPHI 3aTEM SKCTParupyroT coJie-
BEIM pactBopoM |H HCI (2x) u 3atem coseBbIM pacTBopoM. Opranudeckwii cioi cymat Hax MgSO,. Heoun-
meHHbIi mpoaykT (760 Mr, 88%) Hcmonb3yoT 6e3 AanbHeimeit oumcTku. KX/MC = 433 (M'+1), 454,9
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(M'+Na).

Cramust 2. K pactBopy cnoxknoro sdupa (760 mr, 1,75 mmons) B CH,Cl, (4,40 mi) noGasmstror 4H
HCl/auokcan (4,40 M, 17,5 mmons). Peakmmto nepememmBarot npu KT B Teuenue 2 4. Peaknnio KOHIIEHTPH-
PYIOT M OCTATOK CYIIAT O]l BAKYYMOM B TedeHHE 2 4. HeoUnIeHHbI aMIH UCTIONB3YIOT 0e3 NalbHEHIer oun-
etk XKX/MC = 333,3 (M' cBoboaHOe ocHoBanwme +1), 454,9 (M’ cBoGonHOe ocHOBaHKE +Na).

Cramus 3. K pactBopy amuna (644 mr, 1,75 MMoib), 2-TpeT-0yTOKCHKapOOHMIAMUHO-HOH-8-€HOBOH KH-
ciotel 1 HATU (665 wmr, 1,75 mmons) B CH,Cl, (13,125 mn) u JIM® (4,375 mia) moGaBissioT N-METHII-
MopdomuH (524 mxi, 4,77 mmons). Peakuuio nepememmBarot npu KT B Tedenne 30 muH. Peakiuio racsat 5%
LiCl (20 mi1) 1 cMech NepeMenInBaloT 10 paszencHus Ha asa cios. [locme skcrpakium cmecu EtOAc (75 m)
BOJHBIN citoil manee skcrparupyior EtOAc. OObenuHEHHbIE OpraHMYEeCKHe CIIOM MPOMBIBAIOT HACBHIIIEHHBIM
NaHCO;, coneBelM pacTBOpoM U 3aTteM cymar Haa MgSO,. dunbTpar KOHIEHTPUPYIOT U OCTaTOK OUUILAIOT,
HCTIONB3Ysl KOJNOHOUHYI0 XpoMatorpauio, ¢ mojiydeHueM Tpumentuna (440 mr, 43%), nammsie °'P SIMP-
crextpockoruu (121,4 MT', CDCly): § 22,3. XKX/MC = 586,0 (M +1), 607,9 (M'+Na).

Cranus 4. PactBop Tpumentuna (2,4 r, 4,10 mmois) B CH,Cl,, KOTOpEIi JeTra3upyroT MPOITyCKaHUEM depe3
Hero N, B Teuenne 20 MUH U ¢ TOMoIIbio Katanuzaropa ['pabda G1 (844 mr, 1,025 mmons), HarpesatoT 10 40°C.
ITocne mepememmBanus peakius npu 40°C B TeueHue 4 4 H00aBJIAIOT JOTIOTHUTENBHBIN Katamu3aTtop ['padoa
G1 (150 wmr, 0,18 MMOITB) B TIPOJOIDKAIOT MepeMemnBaTh pactBop mpu 40°C B TedeHne Houu. J[oOaBmstoT 10-
TIOJTHUTENIbHBIN KaTanmu3aTop ['pad6a G1 (132 mr, 0,16 MMOITB) M pacTBOP HArpeBarOT C OOPATHBIM XOJIOAMIILHH-
KoM Ha MmacisiHoi 6ane mpu 50°C. YUepes 4 1 nobasmstor Tpuc-(ruapokcumetwi)pochun (8,48 r, 68,34 MMoIb)
W pacTBOp nepememuBaroT B Teuenne 10 muH mepen nobasnenuem Et;N (19 M, 136 MMoms) ¢ mocneayromue
nobasnenuem H,O (20 mu). [Tocne nepemernmBanust cmecu noq N, ipu 50°C B TeueHue 2 94 100aBISAIOT APYTYIO
noprmro HyO (10 Mi1) M cMech HarpeBarT B TCYCHUE JOTIOTHUATENBHBIX 4 4 ipu 50°C U 3aTeM MepeMeInBaioT B
teuenne Houn npu KT. Bomgnyro dasy ynansror u oprannueckyto ¢asy npomsiBator H,O, 0,5H HCl u Hacsl-
meHHbiM NaHCOj;. 3atem opranmueckyto ¢asy cymart Hax MgSO,; ¥ KOHIEHTpUpyroT. OCTaTOK OYHINAIOT C
HCIIONB30BAHHEM KOJIOHOUYHOM XxpomaTorpaduu ¢ momyuenuem oneduna (1,85 r, 81%), nammsie °'P SIMP-
crextpockonuu (121,4 MT', CDCls): § 22,160. XKX/MC = 558,0 (M'+1), 579,8 (M'+Na).

Cragus 5. PactBop oneduna (1,85 r, 3,32 mmoins) u Hioguna Hatpus (4,98 r, 33,2 MMOIb) B MHPUIUHE
(33,2 mu) marpeatot npu 105°C B Teuenne 10 4. 3aTem peakumio BoiaepkuBatoT npu KT B TeueHue 2 qHei.
JobaBnstoT momonHUTENbHBINH Hoaun Hatpus (1,50 , 10,0 MMoib) 1 pactBop HarpeBatoT mpu 105°C B TeueHue
2 4. 3areM peaknuto oxyaxaaoT 10 KT. K nannomy pactBopy 106aBisioT 4-nu(MeTrIaMuHO )upuanH (41 mr,
0,33 mmomb) 1 ykeycHbId anruapun (4,10 mi, 43,16 mmons). Peakmuro nepememuBatotr pu KT B Teuenue 2 9 u
3aTeM 3aMOPaXXHBAIOT B TeUeHHE HOUH. PacTBOp pasmopaxkuBaroT u nobasistor EtOAc. Hackimennsii NaHCO;
nobaBmstoT, uToObl oaBecT pH m0 7-8, u 3ateM pazpensior cioun. Opranudeckuii cioit akctparupyoT H,O u
00BeIMHEHHBIE BOTHBIC cJI0W TTonkucisioT A0 pH 1-2 ¢ momompio 1H HCI. Bognsie ciion axcTparupytot 200 M
sTunanerata (4x) u 00beIMHEHHBIC OPTaHUYECKHE CIIOHN MPOMBIBAIOT COJIEBBIM pacTBOpOM, cymat Hax MgSO, u
KOHIIEHTpUPYIOT. OCTaTOK OYMIIAIOT C HCITOJIb30BaHWEeM obOparnieHHo-(pazoBoir BOXKX ¢ momydeHneM MOHOKH-
ciotel (1,15 1, 61%) B BHIE TBepAOro BeliecTBa Oeoro mnseta. JJaHHbIC p SIMP-cnektpockonuu (121,4 MI'w,
CDCl5): § 21,3, 20,9. )KX/MC = 571,8 (M+1).

Cragus 6. K pactBopy okcammixmnopuaa (589 mxi, 6,75 Mmons) B Tomyose (16,9 M) mo0aBIsitoT Mo Kari-
M uMertridopmamun (26 Mk, 0,34 mmods). [lomydeHnslit B pesynbTare pacTBop nepemenmsaioT npu KT B
teuenne 10 muH. MoHokuciory (965 mr, 1,69 Mmons) B Toyose (8 Mir) JOOABISIOT 1O KaruisM K IIpe/ecT-
BYIOIIEMY pacTBOPY M IOJIyYCHHYIO B pe3yibTare cMech nepemennBaioT B Tedenue 30 muH npu KT. Cmech
KOHICHTPUPYIOT U TIOMELIAIOT IO/ BEICOKHH BakyyM B TeueHne 20 Mun. OctaTok pactBopstoT B TI'® (16,9 mi)
1 oxjaxmaioT 10 -35°C. JIo0aBiArOT MO KamwisaM H-TpommiMarauixiaopua (845 mki, 1,69 MMOJb) U peakIuio
nepememuBaioT npu -30°C B Teuenne 30 muH. JI00aBISIIOT MOMOJHUTENBHBIN H-IponiIMarHuiiximopun (845
MK, 1,69 MMOmb) B peakmuio HarpeBaroT 1o -25°C u nepememuBaroT B TedeHne 20 MuH. J100aBISIIOT JOMTOJTHA-
TeJIbHBINA H-IponmMarauiixmopus (845 mxim, 1,69 MMoJIb) U peakiuio nepememmBaroT npu -25°C B Teuenue 20
MuH. J100aBJSIOT eme H-ponmMarauixiaopua (845 mxi, 1,69 MMoIb) 1 epeMENIMBAIOT B TEUEHUE JOTIOTHH-
TeapHBIX 15 MuH mpu -25°C. TlpoBomar mociemHee moOaBiieHHe H-iponmaMarauixiopuna (845 mxi, 1,69
MMOJIB) U pacTBop nepemennBaioT npu -30°C. Haceimennsnii NH4Cl ncrnons3yror i raieHus peakyuu mpu
- 30°C. Peakunto narpesatot 10 KT u pa3sogsr EtOAc. Opranndeckuii cioit mpomsiBaroT HackinieHHbIM NH,Cl
Y COJIEBBIM pacTBOpoM, cymat Hax MgSO, 1 KoHIEeHTpUpyIoT. TpeOyembrit npoaykT (468 mr, 46%) BBIIENIIOT
W3 OCTaTka KOJIOHOYHOH Xpomartorpadueii B Buie mensl Gemoro msera. KX/MC = 598,0 (M'+1), 619,9
(M'+Na).

Cramus 7. K pactBopy momydennoro panee npoaykra B CH,Cl, (9,8 mu) mobasnstor 4H HCl/mnokcan
(4,90 mu, 19,58 mmoup) u epememuBaiot B Tedenue 1,5 9 mpu KT. PacTBop KOHIICHTPUPYIOT U CYIIAT MO BBI-
COKMM BakyyMoM. TBepJioe BEmecTBO OEIOro I[BeTa UCTOIB3YIOT 0e3 manpHenmel ounctku. KX/MC = 497,8
(M cBoboHOE ocHOBaHHMe +1), 519,9 (M cBoGoaHOE OCHOBaHHE +Na).

Cramus 8. PactBop amuna B CH3CN (7,83 mur), H,O (783 mki) u EtzN (273 M, 1,96 MMouts) mepemenin-
BalOT B TEUEHHE 5 MHH Tiepel TeM, Kak J00aBUTh IO KaIUIM IUKJIONeHTHIXIophopmuar (173 mxi, 1,17
MMonb). Peakumio nepememmBator npu KT B TedeHne 35 MUH M KOHICHTPUPYIOT M NMPOBOAAT B STHJIALIETATE.
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Opranmyeckyro ¢a3y npombiBatoT HaceimeHHBIM NH4Cl u coneBeiM pacTBopoM. OpraHMYecKHid CIOW CyIIaT
Hag MgSO,4 n koHUeHTpUpyIoT. L{uKioneHnTmikapbaMaT OYMINAIOT M3 OCTaTKa KOJIOHOYHOM Xpomarorpadueit
(388 mr, 86% B nBYX cTaausX), JaHHBIE 3p SAAMP-cnekrpockonuu (121,4 MI'u, CDCls): 8 50,2, 49,6, 48,8, 47.9.
XKX/MC = 609,8 (M'+1), 631,0 (M'+Na).

Cramus 9. PactBop muknonentuiakapdamara (388 mr, 0,64 mmoins) B TT'® (9,54 M) u MeOH (6,36 mur)
nepememuBaioT ipu 0°C mo mepe nobasnenus pactsopa LiOH (27 wmr, 0,64 mmons) B H,O (3,16 mur) mo kar-
TIsIM. 3aTeM pPeakIuio epeMemuBaioT B Tedenne 45 muH. Peaknmro racsat HacwimieHHsiM NH4Cl u skcTparupyror
CH,Cl,. Opranudgecknii cnoii cymat Hax MgSO, 1 KOHIEHTpUPYIOT. [1oydeHHBIH B pe3ylbTaTe CIHUPT MOMe-
IIAIOT B BRICOKUY BaKyyM M UCIIOJL3YIOT 0€3 JambHEeHIIeld O9nCTKH.

Cramus 10. K pactBopy crmupta (361 mr, 0,64 mmons) u DABCO (200 mr, 1,78 MMoub) B Tomyose (1,27
MIT) 100aBISIIOT 4-0pomOen3oncyaborunxmopun (455 mr, 1,78 mmoins) B Tomyoune (1,27 mi). Peakmmro mepe-
MemmuBatoT npu KT B Teuenue 2 u. Peaknuro pazBoasar TomyosnoM u racar 1 M Na,COs;. 3atem opranndeckuit
cioit akctparupyrotr 1 M Na,COj;, pasBoaat MaieHskuM 00bemoM TI'® u mpomeiarot 0,5 M HCIL. 3arem opra-
Huueckuil cnoi nmpomsiBatoT H,O, cymar Han MgSO, u KOHIEHTpUpYIOT. bpo3unar ounmmaror U3 octaTka KoJjo-
HOYHOH XpoMaTorpadueii (323 mr, 65%) B Bue ICHBI 0EJI0T0 I[BETA/TIOTYKPUCTATUIMIECCKOTO TBEPIAOTO BEIIECT-
Ba. JKX/MC = 685,5 (M'+1).

Cramus 11. PactBop Oposmmarta (100 mr, 0,13 Mmomb), 2-(2-M30mponmiIaMUHO-THA30I-4-111)-7-METOKCH-
xuHONMUH-4-0mna (40 mr, 0,13 Mmmons) u Cs,CO3 (42 wmr, 0,13 MMoib) B 1-MeTH-2-TupposiiauHOHe (2 MIT) Tiepe-
memmBaroT nipu 60°C B Teuenue 10 4 u 3arem B Teuenune Houn npu KT. Peakmuio 3aTemM cHOBa HarpeBaroT JI0
60°C u mepeMenMBalOT B TeUCHHE Cienyomux 5 4. Peaknuio pazsomar EtOAc u npombiBatroT pactBopom 1:1
H,0 u maceimennoro NaHCO; u moToM coneBsiM pacTBopoM. OpraHudeckuid ciioi cymar Haa Na,SO4 1 KoH-
HEeHTpHUPYIOT. OCTaTOK MOMEMAIOT B BHICOKHMH BakyyM B TeueHHe Houu. Heounmennsiit npoxyxt (110 mr, 0,03
MMoub) ¥ 2,6-mytuauH (148 Mk, 1,27 mmois) B CH3CN (2 mur) nepememmsatot npu 0°C o Mepe 106aBieHus
1o KarisiM Homorpumermincmiana (181 mxi, 1,27 mMons). Peaknmio nepememmsatotr npu KT B Teuenue 3,5 u.
3arem peakimro oxynaxnaroT 10 0°C 1 100aBISIOT JOTOIHUTENBHBINA 2,6-myTHanH (74 Mk, 0,64 MMOIIB) U Ho-
norpumermicwian (91 Mk, 0,64 MMonb). Peaknuro Harpesarot 10 KT B Teuenne 1 4. Peakuuro oxmakaaroT 1o
0°C u 3arem nob6asisrot Et;N (200 mxim) u MeOH (2,5 mur). Peakiyio KOHIIGHTPUPYIOT U BEIIEISIOT COEINHEHHUE
171 (47,6 mr, 45%) u3 ocratka ¢ momompbio BOJKX B BHze TBepmoro BemiecTsa xkenroro nsera. Janmsie 'H
SAMP-cnexrpockomnuu (300 MI'u, CD;0D): 6 8,30 (d, J =9 I', 1H), 8,18 (s, 1H), 7,72 (s, 2H), 7,27 (dd, ] = 2,4,
9,3 I'u, 1H), 5,79 (s, 1H), 5,60 (dd, J = 8,1, 17,7 I'u, 1H), 5,21 (t, J = 9,6 I'y, 1H), 4,58 (s, 1H), 4,69 (t, ] =9,3
I'm, 1H), 4,39 (s, 1H), 4,04-4,22 (brm, 3H), 4,01 (s, 3H), 2,8 (m, 1H), 2,77 (dd, J = 7,2, 14,4 T'u, 1H), 2,56 (ddd,
1=42,99, 14,1 I'u, 1H), 2,20 (m, 1H), 1,2-1,9 (brm, 23H), 1,34 (d, J = 6,3 I'u, 6H), 1,01 (t, J = 7,5 I'n, 3H),
nanubie > P SIMP-cniextpockomun (121,4 M, CD;0D): & 48,2, JKX/MC = 836,8 (M™+1).

[Ipumep 172. Tlonydenne coenuuenus 172.

S
o N AL A—NH
TS
o i S ke
*Eas By

W3 peaknmoHHO# eMKOCTH, coaepikareil pactBop Opo3mnata (40 mr, 0,05 mmons) u 5% Rh/ALLO; (12 mr)
B EtOAc (2 mu) oTkaumBaroT BO3QyX IOA BakyyMoM M atmocdepy 3amematoT H,. JlaHHBIH IUKI OTKaYMBa-
HHSI/TIOBTOPHOTO CO3/JaHUS IABJICHUS TIOBTOPSIOT elle 2 pasa. 3aTeM peakuuro nepememnsaioT moq H, mpu KT B
Teuenne 16 4. Peakiuio ¢uneTpyror uepes cinoi nenura 541 m GuabTpaT KOHIEHTpUPYIOT. HackimenHoe co-
eauHenue (22 mr, 55%) BBLIENSIOT U3 OCTAaTKa KOJIOHOYHOM XpomaTtorpadueil B BUe TBEpAOTO BeliecTBa Oeso-
ro usera. Jlannsie °'P SIMP-crektpockormu (121,4 MI', CDCl3) § 54,2, 50,8, dKX/MC = 787,5 (M'+1).

3aMellleHNe M CHSTHE 3alIUThI, KaK ONMMCAHO B mpumepe 171, maer coenuuenue 172. Jlaunpie 'H SMP-
cnekrpockoruu (300 MI'm, CD;OD): 8 8.28 (d, J =9,3 I'y, 1H), 8,17 (s, 1H), 7,74 (s, 2H), 7,31 (dd, J = 2,1, 9
I'y, 1H), 5,81 (s, 1H), 4,81 (d, J =12 I'u, 1H), 4,67 (t, J = 8,7 I', 1H), 4,42 (s, 1H), 4,17 (m, 2H), 4,02 (dd, J =
2,7, 12,3 T'u, 1H), 4,03 (s, 3H), 2,80 (dd, J = 7,8, 15 I'u, 1H), 2,49 (ddd, J = 3,9, 9,3, 13,8 I'u, 1H), 1,25-1,9
(brm, 29H), 1,34 (d, J = 6,3 T, 6H), 1,06 (t, J = 7.5 I'u, 3H), mannsie *'P IMP-ciekrpockormu (121,4 M@,
CD;0D) & 50,3, XKX/MC = 839,3 (M'+1).

IIpumep 173. Tlonyuenne coenuuenus 173.

Y/

104

1

[

J—

()
1



018098

PactBop THO(eH-2-un-metanona (3,0 mit, 31,7 Mmons) B 15 Mt adupa nepemenmsatot npu 0°C mo mepe
no6asnenust PBr; B reuenne 5 mun. Yepes 1,5 1 mpu 0°C nobasisror 50% Bogn. KOH (15 mun) u oTnenstoT op-
TaHUYECKHH CIIOH, KOTOpBIH cymaT Hax rpanyinamMu KOH B Teuenne 1 4 B Mopo3mibHON kKaMmepe. HeodnmeHHbIH
pacTBop 2-OpoMMeETHITHO(PEHA HCITONIB3YIOT TS CISAYIONIeH peakIlny.

PactBop IV (2,78 1, 8,98 mmomnb) u DIEA (3,75 M, 21,53 mmomns) B 30 M CH,Cl, mepemermmBaroT npu KT
o mepe nob6asienusst TMSCI (2,55 mum, 20,09 mmonb). Uepe3 30 MuH 100aBISIOT HEOYHIIEHHBIH Opomun (16
MJI) U pacTBop nepemMemmuBaroT npu 40°C B TeueHue 16 4. PacTBop KOHIICHTPUPYIOT M OCTaTOK B Boje (50 mur)
9KCTparupyroT strianeratoM (50 mur x 2). [locine npombIBaHUS opraHudeckoi ppakiuu Bogoit (50 mi) ee cy-
mat (MgSO,) u KoHIEeHTpHUPYIOT. OCTATOK OUHINAIOT KOMOUIKCIIPECC-KOJIOHOYHOW XpoMaTorpadueit ¢ HCIob-
30BaHMEM T'eKCaH:3THIIAIIETaTa B KauyecTBE dJIOCHTA ¢ moiydeHueM ¢ocdunata (2,191 1, 60%) B BHIE cMecH
JBYX TUACTEPEOMEPOB.

PactBop docdunata, moryuennoro panee (2,032 r, 5,01 mmonb), B 16 min TOA u 4 M Me,S nepemennu-
BatoT nipu KT B Teuenne 6 4. PactBop koHUIeHTpHpyIoT mpu 25°C 1 ocraTok B THianerare (60 M) IpOMBIBAIOT
nexsapiM 1H NaOH (60 Mt x 2) u coneBbiM pacTBopoM (60 mut). BogHble Gpakmun SKCTparupyroT dTUIIAICTA-
ToM (60 mir). O0beanHeHHBIe Oopranndeckue ¢ppakuun cymar (MgSO,) M KOHIEHTPUPYIOT A0 TosrydeHus 1,22 r
(90%) amuna.

K cmecu VIII (845 wmr, 2,31 mmons) u amuna (404,8 mr, 1,49 MMons) B Toyone (2,7 M) H00aBIsiOT 2-
stwirekcanoat Harpus (164 mr, 0,99 mmoins) u H,O (5,5 mi). Peaknmonnyro cmech HarpesaioT A0 80°C u mepe-
MemuBaroT B TedeHue 19 4. JloGasmsroT gononauTenbHOE KommaectBo VIII (150 mr) B Tomyone (1 mun) u mepe-
memmuBaroT ipu 80°C B Teuenne 7 4. Peaknnonnyto cmech oxnaxmaroT g0 KT, racat 1H HCI (50 mi) u axcTpa-
rupytoT EtOAc (2 x 40 mi). O6bennHennble opranndeckue cion npomsisaror 1H HCI (40 mur). Boausriii cnoit
HedTpamm3yror 2H NaOH (60 mun) mepen skcrpaknuein EtOAc (50 mur). OObeTMHEHHBIE OPTaHUYECKHE CIION
npomeiatoT HackleHHBIM NaHCO; (2 x 50 mun) u cosreBbIM pactBopoM (20 mur), cymat Na,SO4 1 KOHLEHTpH-
pyroT. HeodummeHHbI TpOAYKT OYMINAIOT KOMOHWAKCIpecc-xpomaTorpadueii, momxydas 740,5 Mr Tpurmentui-
crupTa ¢ BeIxomoM 78%.

Crupt (740,8 mr, 1,16 mmons) 1 DABCO (209,2 mr, 1,87 mmons) pactBopsitoT B Tosryodie (1,1 mur). Pac-
TBOp Oposmixiopuaa (476,8 mr, 1,87 mmons) B Tommyosne (0,8 Mir) 106aBISIOT MO KarusiM. PeakimoHHyr0 cMech
nepemernBaroT npu KT B Teuenue 2 4. Peaknuro pasBogar EtOAc (35 min) u npomsiBator 1H Na,CO;. Oprann-
geckue cion nmpomeiBatoT 1H HCI1 (30 mur) m H,O (2 x 30 mun), cymat Na,SOy4, QUIbTpyIOT M KOHIIEHTPUPYIOT.
HeounrieHHbIH NPOIYKT OYHUIIAIOT KOMOMAIKCTIpecc-XxpoMaTorpaduei, momydas 915,9 mr Opo3uinara ¢ BEIXOAOM
92%.

Bposunar (915,9 wmr, 1,07 mmons) pactBopsitor B CH,Cl, (150 M) u mera3upyror ¢ moMmomsio N, B Teue-
Hue 20 muH. J{oGasmstor G1 I'padba (221,2 mr, 0,27 MMOJIb) B Jera3upyIOT B TEUCHUE IOMOJHUTEIBHBIX 20
MuH. PeakinmonHyio cmech HarpeBaioT a0 50°C B TedueHne Houn W oxnaxmaroT no KT. Jlob6asmsior
tpuc(ruapokcumeTin)pocdud (1,67 r, 3,45 Mmoib) ¢ mocneayromum godasineraneM TEA (3,75 min, 26,9 MMoIb)
1 H,O (30 mu). Peakmmonnyto cMech nepeMeruBatoT npu KT B Teuenue 5 4. Pazmenstor nBa cnost. Opranude-
ckmii cioit mpomeiBatoT H,O, 0,5 H HCI n naceimennsiMm NaHCO;, cymat Na,SO, 1 koHmeHTpupyroT. Heoun-
MICHHBIN MPOIYKT OYHIIAIOT KOMOUIKCIIpecc-xpomaTorpadueit, momyqas 753,4 Mr mukimdeckoro GochuHaTa ¢
BBIXOJ0M 85%.

PactBop mmkimueckoro ¢ocdunara (753,4 mr, 0,91 mmons) m 2-(2-M30NpONMIAMUHOTHA30II-4-1IT)-7-
MeTOKcH-XuHONMMH-4-01a (301,3 mr, 0,96 mmone) B NMP (10 M) obpadartsBator Cs,CO; (364,1 wmr, 1,12
MMoIb). Peaknmonnyro cmeck HarpesatoT 10 70°C B Teuenue 12 4 u 3atem oxnaxnaror 1o KT. Peakunonnyro
cmecsk pasBogit EtOAc (50 mu) u H,O (70 min) n puneTpytot yepes nenur. Paznenstor asa cinost. Opranndeckui
cioit mpomeiBatoT H,O (70 M) m HackimenHbiM NaHCO;3 (2 x 70 mim). Boxnsrii cioit axcTparupyioT EtOAc (50
wuit). OObeIHEHHbBIe opraHndeckue ciou cymar Na,SO4 1 KOHIEeHTpHUPYIOT. HeounieHHbIH MPOayKT OUNINAIOT
KoMOMIKcTIpecc-xpomaTopadueii Ha koioHke C 18 ¢ momydenunem 470,3 Mr coenunenus. K pactBopy mosry4eH-
HOTO paHee npoxaykra (470,3 mr, 0,52 mmoins) B CH,Cl, (3,25 M) mob6asnsitor 4H HCI B 1,4-nuokcane (3,25 mur,
13 mmomn). Peaknmonnyto cmech nepememuBaior npu KT B Teuenue 2,5 4 u KoHIEHTpUPYOT. OCTaTOK TPUTY-
pupytor CH3CN u xoHmeHTpupytoT. OCTaTOK CyIIaT 1Mo BakyyMoM B TedeHue 20 MUH, MoTydas HEOUUIIICHHBIH
amuH cosb HCI. Tlomy4uenHusiii B pe3ynbTare HeountieHHbIH amuH cotb HCI pactBopsitor B CH;CN (5 mit) 1 ox-
naxnator g0 0°C. Hobasmsior Na,COs (360 mr, 3,4 mmoins) B H,O (5 MiT) 1 mepeMemnBaioT B TCYSHUE 5 MHUH.
J100aBISAIOT PacTBOP CBEKENPUTOTOBIEHHOTO IUKJIoNeHTIIXIopdopmuata B CH3CN (5 mur, 2,64 mmonn). Peak-
IIUIO 3aBEpIIAOT B TeueHHe | 4 u KoHIEeHTpHpytoT. OctaTtok pactBopsitoT B EtOAc (40 M) u npomeBator H,O
(40 mi) m coneBbiM pacTBopoM (20 mur). Bognsie ciion sxctparupytor EtOAc (20 mir). O0besMHEHHBIE OpraHu-
yeckue ciou cymaT Na,SO, ¥ KOHIeHTpupyroT. HeounmeHHsIi MpoAYKT ounIIaroT ¢ nomoibso BOXX, nomy-
yas 286,9 Mr mpojiyKTa HMKIOTEHTaHIKapObamara ¢ BIxoaoM 60%.

PactBop mukionenranmikapbamara (87,9 mr, 0,096 mmons) u 2,6-mytumuna (0,07 miu, 0,6 MMoibp) B
CH;CN (3 M) nepememmBator mpu 0°C mo Mepe nobamnenus Homorpumetmiicuinana (0,07 miu, 0,49 MMonb).
Peakmmonnyo cmech HarpeBatoT 10 KT u nepeMenuBaroT B TedeHue 3,5 4. PeaknmmoHHyo cMech OXJIaXIaIoT 10
0°C u mo6aBIAIOT MOMOTHATENbHBIH HomoTpumeTmiicunad (0,01 mi) u 2,6-mytuaun (0,01 mi). Cmech nepeme-
muBatoT npu KT B Teuenue 1 u.
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Jo6asnsaior MeOH (1 M) u nepememuBarot B TeueHre 1 4. CMech KOHLIEHTPUPYIOT ¥ HEOUNIIEHHBIN TIPO-
IYKT ountiaroT ¢ nomoipio BOXX, nonyyas 71,2 mr coeaunenust 173 ¢ BoixogoMm 74%. lanHble 'H amp-
cnekrpockoruu (300 MI'u, CD;0D): ¢ 8,29 (d, 1H, J =9,3 I'n), 8,19 (s, 1H), 7,70 (s, 2H), 7,20-7,28 (m, 2H),
6,91-6,97 (m, 2H), 5,79 (br, 1H), 5,65 (appt q, 1H, J =9 I'm), 5,23 (t, 1H, J = ~9 T'm), 4,88 (d, 1H, J =12 I'n),
4,71 (t, 1H, J = 8,4 I'm), 4,42 (br, 1H), 4,11-4,24 (m, 2H), 4,06 (d, 1H, J =9,9 T'm), 3,99 (s, 3H), 3,64 (t, IH, J =
15,6 Tm), 3,38 (t, 1H, J = 15,6 '), 2,72-2,90 (m, 2H), 2,55-2,66 (m, 1H), 2,17-2,30 (m, 1H), 1,81 (br m, 2H),
1,17-1,70 (m, 17H), 1,34 (d, 6H, J = 6,3 '), mannsie °'P SIMP-criexrpockomu (121,4 MI'i, CD;0D): 638,644,
KX/MC =891 (M'+1).

[Ipumep 174. Tlonydenne coenuuenus 174.

0.

PactBop oneduna, moxydennoro B npumepe 173 (193,6 mr, 0,21 mmoins), n n-rozmwirunpasuzaa (1,26 r,
4,22 mmons) B TT'® (8 mur) Harpesatot 1o 60°C o mepe godasnenust TEA (0,59 mu, 4,23 mmons) B TT'® (1 mu)
B TeueHne 10 muH. Peaknmonnyro cMech nepememuBator npu 60°C B Teuenne 27 4. J[00aBISAIOT JOTIOTHUTEIb-
HbIit ruapasux (1,26 r, 4,22 mmons) u TEA (0,59 mi, 4,23 MMoi1p) U iepemMeninBaioT B TeueHue 24 1 npu 60°C.
Peaxmmrio oxnaxaaror 10 KT u oTuinbTpoBEIBalOT HEKOTOPOE KOJIMUECTBO TBEPOro BemiecTBa. OUiIbTpaT KOH-
HMEHTPUPYIOT U OCTATOK OYMIAIOT KOMOMAIKCIpecc-xpomaTorpaduei ¢ moxydernuem 100,5 mr cmecu, comepka-
e UCXOIHBIA MaTepras ¢ TpeOyeMbIM MPOAyKTOM. [lomydeHHyI0 B pe3yibTaTe cMech pacTBOpsioT B TT'D (5
Mmi). Jlo6asnstot runpasun (655,2 mr, 2,20 mmonb) 1 TEA (0,31 i, 2,22 mmois). CMech IepeMenTuBaioT Mpu
60°C B Tedyenne 20 4. PeakmmoHHYIO0 cMeCh KOHIICHTPUPYIOT M ocTaTtok pactBopsitoT B CH,Cl,. TBepaoe Bemie-
CTBO OT(WIBTPOBBIBAIOT W KOHIEHTPUPYIOT PriIbTpar. OCTaTOK OYHIIAIOT KOMOMAIKCIIpecc-xpomaTorpaduei,
noxydasi 68,1 Mr HacBIIIEHHOTO COEIMHEHMs, KOTOpoe ruaponu3yor 2,6-mytuanHom (0,1 mi, 0,86 MMomb) B
CH;CN (3 mi) u CH,Cl, (1,5 min), mepememnmBator mipu 0°C mo Mepe nobasnenus omotpumermwicuinana (0,1
w1, 0,7 mmons). Peakimonnyto cMmech HarpesatoT 1o KT u nepememmBatot B Teuenue 1,5 4. Jlo6asmstor MeOH
(1 mu) u nepememnBarot npu KT B Teuenne 0,5 4. CMech KOHLUEHTPUPYIOT U HEOUHMIICHHBIN MPOAYKT OUUILIAIOT
¢ momorsio BAXKX, monygas 51,3 mr kucnors: 174. Jauuste 'H SIMP-criektpockommun (300 MI', CD;0D): &
8,22 (d, 1H, J =9,3 Tm), 8,19 (s, 1H), 7,69 (s, 2H), 7,25 (appt d, 2H, J = 3,8 I'nm), 7,01 (br, 1H), 6,91-6,98 (m,
1H), 5,78 (br, 1H), 4,80 (d, 1H, J= 11,7 T'm), 4,67 (t, 1H, J = 8,4 '), 4,45 (br, 1H), 4,03-4,27 (m, 3H), 3,98 (s,
3H), 3,57 (t, 1H, ] = 15,6 T ), 3,44 (t, 1H, J = 15,6 I'n), 2,70-2,82 (m, 1H), 2,42-2,54 (m, 1H), 1,08-1,96 (m,
25H), 1,34 (d, 6H, J = 6,3 I'u), nanHsie 3p SAMP-cniekTpockomnuu (121,4 MI'i, CD;0D): 6 41,072. XX/MC =
893 (M'+1).

IIpumep 175. Tlonydenne coenuuenus 175.
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PactBop nakrona (VIII) (860 wmr, 2,35 MMmoinb), amuH (nomydennsiid B npumepe 83) (300 mr, 1,18 Mmmon) u
2-stnnrekcanoat Harpus (60 mr, 0,35 MMoip) nepememmBaioT B Tosryosie (10 mir) u HyO (10 M) mpu 80°C B
teuenne 12 4 u 3ateMm npu KT B Teuenne 72 4. K pactBopy no6asistror stunanerat (50 Mi1)  ero mpoMbIBatoT
HachIeHHBIM KapOonaToMm Hatpus (20 mir), 1M HCI (20 mut) u 3atem coneBbM pactBopoM (15 mir). Oprannye-
CKHH CJIOH CylIaT U KOHLIEHTPUPYIOT.

K pactBopy nomydeHHoro B pe3ynbrare queHoBoro crupta (700 mr, 1,13 mmons) 1 DABCO (200 mr, 1,58
MMOJIB) B TOJIyosie (2 M) 100aBisioT 4-6pomtonyoscynbdonmnxiaopun (400 mr, 1,81 MMoinb) B Tosryone (5 mi).
PactBop mepememmuBator ipu KT B Teuenue 1,5 4, mocie yero peaxiuio pa3BOIsAT TOJIYOJoM W racar 1M
Na,COs. Opraandeckuit cioit nmpombiaioT 1M Na,COs, pa3BoasT sTHIANIETaTOM, CHOBa ipoMbiBaioT 0,5M HCl
u 3ateM H,O, cymar u koHUeHTpupyoT. HeounieHHpI MaTepran O4rINaoT 3KCIpecc-xpomMarorpaduei ¢ no-
TydeHueM TpeOyemoro Oposmnata. Januslit nuen (290 mr, 0,35 mmous) momematoT B aerazuposannsiii CH,Cl,
(40 M) m nobasistroT Katanusarop I'pad6a G1 (7,1 mr, 0,09 Mmoib). PeakunoHHyro cMech epeMenInBaloT IpH
40°C B Teyenue 15 4. JI06aBIsIOT TOMOIHATENIBHBIE 5 MOIL.% KaTaM3aTopa H IPOJI0JDKAIOT IIEpEMEIINBaTh pac-
tBOp mpu 40°C B Teuenue 1,5 u. JlobaBmsroT nonoxautenbHeiid G1 ['pad6a (5 M01.%) 1 MpoJomKaroT mepeMe-
mmBath pactBop npu 40°C B Teuenue 1,5 4. Jlobasusror Tpuc(ruapokcumeriin)pochun (750 r, 1,12 Mmorb),
tpuaTrnamud (1,7 o) u H,O (25 mi). PactBop nmepememmuBaiot B Teuenue 3 4 npu 40°C u 3aTeM mpu KOMHAT-
HOW TemriepaType B T€deHHEe HOYH. 3aTeM pacTBOp mpombiBatoT H,O, opraHudeckuii clioi cymar U KOHIEHTPH-
pyioT. HeounmieHHbIi MaTeprall oynimaoT ¢ momomisio BOXKX ¢ monmydernneM TpeOyeMoro mpoayKTa peaKinu
obmMeHa (264 mr). PacTBop maHHOTO Makpomukimdeckoro oposmiara (260 mr, 0,32 mmons), Cs,CO; (104 wr,
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0,32 mMonp) u amuHoTHazosnxuHoMHA (101 mr, 0,32 MMoip) B N-MeTunnupponuaone (3 M) HarpeBaroT MpH
60°C B TeueHue 5 4. PeaklmOHHYIO CMECh Pa3BOMAST ATHIIAIICTATOM U racsT HACBIIICHHBIM OMKapOOHATOM Ha-
Tpus. OpraHndeckyro a3y MpOMBIBAIOT HACHIIIICHHBIM PacTBOPOM OWKapOOHATA W COJIEBBIM PacTBOPOM, 3aTeM
CyIaT U KOHIEHTPUPYIOT. MaTepran OYnIIaloT KOJIOHOYHOW XpoMaTtorpadueit ¢ momydeHueMm npoaykra (128
Mr, 42% B IBYX CTaAHAX).

PactBop Boc-amuna (128 mr, 0,14 mmois) nepementuBaioT B CH,Cl, (1 mit) mo Mepe mo6asiieHus TpudTo-
pykcycHo#t kuciotsl (500 mkm). PactBop nepemermmBaroT nipu KT B Teuenue 1 4. PacTBOp KOHIEHTPUPYIOT H
MOZIBEPTAIOT a3€0TPOIHOMY TIEPEMEIINBAHUIO C TOIXYOosIoM (2 x). Octarok nepememmBator B TI'® (1 M) u no-
GasisiroT muKitoneHTrIxIopdopmuar (0,72 Mmmois), TpudTHnamud (240 mxi, 1,73 mmons) B TT'® (500 mkn) u
OCTaBIISIIOT TIPY KOMHATHOHM Temmeparype B TedeHne 1 4. PeaknmoHHyr0 cMech pacnpenensoT mexny H,O u
STHIIALIETATOM, TIPOMBIBAIOT COJIEBBIM pacTBopoM, cymar (MgSO,4) u koHIeHTpupyoT. Heounmennslit Marepu-
aJI OYMIIAIOT KOJIOHOYHO XpoMarorpaduei, moiayydast nukiIoneHTuiakapoamar (68 mr, 66%).

K pactBopy mannoro stundocdunara (68 mr, 0,08 mmons) B CH3;CN (1 mur) no6asistor TMSI (54 Mk,
0,38 mMmoib). Uepes 30 mun nobasmnsror 2,6-mytuanH (500 MKiI), a 3aTeM MeTaHOJI. PeakIMOHHYIO cMech KOH-
HEHTPUPYIOT U MOJBEPraloT a3e0TPONHOMY NepeMeIINBaHNI0. HeouneHHbIii MaTepran OYuIaoT ¢ TOMOLIBIO
B3XX, momyyas coequnaenue 175 (15 mr, 23%), nanubie 'H SAMP-cnexrpockomnun (300 MI', CD;0D): & 8,31
(d, J =9,4I'u, 1H), 8,17 (s, 1H), 7,75 (m, 2H), 7,43 (m, 1H), 7,36 (m, 1H), 6,36 (m, 1H), 6,28 (m, 1H), 5,85 (m,
1H), 5,73 (m, 1H), 5,28 (m, 1H), 4,73 (m, 1H), 4,35 (m, 1H), 4,18 (m, 2H), 4,04 (s, 3H), 2,79 (m, 2H), 2,60 (m,
1H), 2,26 (m, 1H) 1,83 (m,4H), 1,59 (m,9H), 1,35 (m, 6H), maunsie °'P SIMP-cnextpockommu (121,4 M@,
CD;0D): 40,291; XXX/MC: 875,39 (M+1).

[Ipumep 176. ITonyuenne coennuenus 176.
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[IponykT peakunu oOMeHa, moaydeHHbIH B ipuMepe 175 (1,2 T, 1,48 MMoub), 6epyT B aTrmaneTare (15 mu)
1 100aBIAIOT Aera3aTop TUma poaus Ha okcuzae amomuausg (0,6 T, 50% mac./mac.). V3 peaknnOHHON eMKOCTH
OTKAYMBAIOT BO3/yX M IMOMEINAIOT B aTMocdepy Bogopoa, nepemernBarot mpu KT B Teuenne 5 4. Korna peak-
WS 3aBEPLIACTCS, PACTBOP (QHIBTPYIOT Yepe3 LEIUT U KOHIEHTPUPYIOT a0 mnoxydenus 1,08 r, koropsle ucnons-
3YIOT HEMIOCPEACTBEHHO Ha CIEAYIOIIEH CTaHH.

Jannsrit 6posmnar (1,08 1, 1,33 Mmoins) Oepyt B N-meTnmupposnuanHone (15 mMir) 1 100aBIsIOT aMHHO-
tuazonxunonuH (0,42 r, 1,33 mmons) u kapoonar nesus (0,43 r, 1,33 Mmmons). PeakiimonHyro cMech HarpeBaroT
npu 60°C B TedeHue 4 4 W 3aTeM MEPEMENTUBAIOT MTPH KOMHATHOM TeMIlepatype B TeueHue HouH. Jl00aBIsIOT
STHJIAIETAT W OPTaHUYECKUH CIIOW MPOMBIBAIOT HACHIIIIEHHBIM PacTBOPOM OWKapOOHATa HATPHSA, CYIIAaT M KOH-
HeHTpHPYI0T. OCcTaTOK OYMINAIOT IKCIIpecc-XpomMaTorpadueii ¢ momydeHneM Tpedyemoro npoaykra (0,45 r, 38%
B JIBYX CTAJIUAX).

Janusnii Boc-amun (0,45 1, 0,5 MMons) GepyT B aneronutpriie (5 mn) u godasisiror TMSI (0,36 mu, 2,5
MMOJIb). PeakIMoHHYI0 CMeCh NEepeMEIIMBAIOT NPH KOMHATHOM TeMmIieparype B TedeHHe 15 MuH (aHamm3
XKX/MC mnokaspiBaeT noiHoe npeppamienue). Jobasmstor 2,6-mytuand (0,2 M) ¢ MOCIEoyIOIUM TallleHHEM
METaHOJIOM, KOHLICHTPUPOBAHUEM M a3€0TPOIIHBIM IepeMelnBaHnueM ¢ TosryosoM (320 mur). 3arem octatok Oe-
pYT B anieToHHTpHIIe/Boze (Kaxkmoro 1o 5 mi). Jlobasistor kapoonat Hatpust (0,64 T, 6 MMOJIb) U IMKIIOTIEHTHII-
xsopdopmuar (5 5KBUB.) U PEAKIHOHHYIO CMECh IIEPEMEIINBAIOT IIPH KOMHATHOM TeMIiepaType B TedeHue 1,5 u.
KX/MC mnokaspIBaeT MOJTHOE TPEBPAIICHNE U 3aTEM PEaKIUI0 KOHIECHTPUPYIOT, GHIBTPYIOT M OYHINAIOT C MO-
Mompio BOXKX, monyudas coegunenue 176 (180 mr, 41%), manHbie 'H SAMP-cnextpockonuu (300 MI'w,
CD;0OD): 6 8,30 (d, 1H, J =9,4 T'm), 8,07 (s, 1H), 7,75 (s, 2H), 7,43 (m, 1H), 7,35 (m, 1H), 6,37 (m, 1H), 6,29
(m, 1H), 5,83 (m, 1H), 4,79 (m, 1H), 4,65 (m, 1H), 4,41 (m, 1H), 4,18 (m, 3H), 4,04 (s, 3H), 2,79 (m, 1H), 2,51
(m, 1H), 1,89 (m, 2H), 1,76 (m, 2H), 1,42 (m, 24H), 1,34 (d, 6H, J =6,7 '), nanHbIe 3p SMP-cTIeKTpOCKOTIIH
(121,4 MI', CD;0D): 6 42,676, XX/MC: 877,16 (M+1).

IIpumep 177. Tlonydenne coenuuenus 177.
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PactBop muknmueckoro 6posunata (M. mpumep 173) (448,5 mr, 0,54 MMOJIb) B 7-METOKCH-2-QEHIITXHUHO-
nmuH-4-omna (145 mr, 0,58 mMons) B NMP (6,8 mir) obpabdarteiBator Cs,CO; (224 mr, 0,69 mmos). PeakiinorHyto
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cMech HarpeBatoT a0 70°C B Teuenue 8 4. u 3aTem oxiyaxaaot 1o KT. Peakunonnyto cmech pazBoaar EtOAc
(80 mum) u mpomeiBaroT H,O (2 x 100 M), a 3atem HackimeHHBIM NaHCO; (2 x 100 mi). BoxHsrii cioit akcTpa-
rupytoT EtOAc (80 mur). O6beanHeHHBIE Opranuyeckue ciou cymar Na,SO4 1 KOHIeHTpHUpYIoT. HeouunmeHHbIi
MOPOAYKT OYHINAIOT KOMOHMIKCIpecc-XxpoMaTorpadue, nomydas 295,7 mr tpeOyeMoro mpoayKTa ¢ BBIXOJOM
65%. K pactBopy monydeHHOTO paHee npoxykra (295,7 mr, 0,35 mmons) B CH,Cl, (2,2 M) nobasmsror 4H HCI
B 1,4-nuokcane (2,2 mi, 8,8 MMonb). Peakimmonnyro cMech nepemermuBaroT npu KT B Teuenne 2 94 1 KOHIEHTPH-
pytoT. Ocratok Tputypupytor CH3;CM n koHueHTpupytoT. OCTaTOK CyIIaT MoJ BaKyyMOM B TedeHue 20 MUH,
nosrydast HeounteHHbI amuH coib HCI. Iuknomenrtanoi (0,16 mi, 1,76 Mmons) pactBopsitoT B TT'® (6 M) u
nobasisiot 20% ¢ocrena B Tomyose (1,5 mi, 2,84 MMois). Peaknnio mepeMemmBaioT B TedeHre | 9 U KOHIICH-
TpupytoT. Octatok pactBopsitoT B CH,Cl, W KOHIEHTPHUPYIOT A0 IMOJYYCHHS HEOUYHIIEHHOTO ITUKIIOTICHTHII-
xnopdopmuara. Heounmennsiit amun conms HCI pactBopsror B CH;CN (2 mit) u oxnaxknarot go 0°C. JlobaBns-
T Na,CO; (225 wmr, 2,12 mmons) B Hy,O (3 M) 1 mepeMemuBaioT B TedeHue 5 MuH. JJ00aBISIOT pacTBOp CBe-
JKETIPUTOTOBIICHHOTO IuKIoneHTuIxIoppopmuara B CH3;CN (4 mi). Peakiuro 3aBepmiator B TeueHue | 4 ¥ KOH-
neHTpupyot. Ocratok pactBopsitor B EtOAc (30 mu) u mpomeiBaror H,O (30 mut) u coneBbiM pactBopom (20
wut). Boausiii cnoit skcrparupytor EtOAc (20 mi). O0benuHeHHbIe opranndeckue cinou cymar Na,SO4 1 KoH-
HMEHTPUPYIOT. HeounImeHHbIH MPOIYKT OYHIIAIOT KOMOMIKCTIpecc-xpoMarorpaduei, moaydas 255,9 Mr npoayk-
Ta.

PactBop momydenHoro panee mnpoxykra (97,5 mr, 0,11 mmons) u 2,6-nytuaun (0,08 M, 0,69 Mmmons) B
CH;CN (2 mun) mepememmuBatot npu 0°C o mepe mobasnenus wonrpumernicuiana (0,08 v, 0,56 MMons). Pe-
aKIMOHHYIO0 cMech nepeMermuBaroT npu 0°C B TeueHue 6 4 u 3areM HarpesatoT jo KT B tedenne 30 mun. Jlo-
6asisiror MeOH (1 mun) m mepemermmBaroT B TeueHue 20 MuH. CMeCh KOHIICHTPUPYIOT U HEOUUIIICHHBIH MPOIYKT
ounatoT ¢ nomomeio BIXX, momywas 96,1 mr xucnotel 177 c¢ Bbixogom 90%. JlanHbie 'H sIMP-
cnekrpockornu (300 MI', CD;0D): 6 8,43 (d, 1H, J = 9,3 I'm), 8,09 (dd, 2H, J =8,0 u 1,7 '), 7,71-7,82 (m,
3H), 7,67 (s, 1H), 7,55 (d, 1H, J =2,4 '), 7,38 (dd, 1H, J =9,3 n 2,4 I'n), 7,18-7,23 (m, 1H), 6,90-6,96 (m, 2H),
5,89 (br, 1H), 5,64 (appt q, 1H, J =~9 I'm), 5,24 (appt t, 1H, J = 9,9 I'y), 4,96 (1H), 4,74 (dd, 1H,J =93 u 7,5
I'm), 4,42 (br, 1H), 4,18 (d, 1H), 4,07 (d, 1H), 4,03 (s, 3H), 3,62 (t, 1H, ] = 15,3 I'ny), 3,36 (t, 1H, J = 15,3 '),
2,74-2,88 (m, 2H), 2,55-2,67 (m, 1H), 2,17-2,29 (m, 1H), 1,80 (brm, 1H), 1,16-1,69 (m, 18H), namusre *'P IMP-
crextpockoruu (121,4 MT', CD;0D): & 38,060. JKX/MC = 827 (M'+1).

ITpumep 178. Ilonydenue coenunenus 178.
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PactBop atHndocdunara (cMm. mpumep 177, 158,1 mr, 0,18 Mmonp) u n-rozunruapazuxa (551,9 mr, 1,85
MMoutb) B TT'® (6 M) HarpeBarot no 70°C mo mepe nobasnenust TEA (0,26 mm) B TT'® (1 mu) B Teuenue 10
MuH. PeaknmoHHyro cMech niepememuBaioT npu 60°C B Teuenne Houd. JI00aBISIOT JOTOTHUTEIBHBIA THAPAZH]T
(555 mr) u TEA (0,26 mn) B TT® (1 mu) u mepememmBaroT B TedeHue 16 1 mpu 60°C. JIo6aBIstoT eie ruapa-
3un (552 mr) u TEA (0,26 M) B TT'® (1 M) u nepememuBatot pu 60°C B Teuenue 9 4. CMech XpaHAT B MOPO-
3WILHOHM Kamepe B TeueHue 5,5 mueit. Jlo6asmstor ruapasun (1,11 ) u TEA (0,52 mur) u nepeMenmBaroT Ipu
60°C B Teuenue 20 4. PeakninoHHyr0 cMech KOHLIEHTPUPYIOT U OCTaToK pa3BoasaT EtOAc nepen mpoMbIBaHHEM
0,5 H NaOH (2 x 50 mu). Bognsiii cioit skctparupyroT EtOAc (2 x 25 mur). OpraHndecKue CIou MPOMBIBAIOT
COJIEBBIM pacTBOpoM, cymaT Na,SO4 1 KOHIEHTpHPYIOT. OCTaTOK OYHMINAIOT KOMOMIKCIIpecc-XxpoMarorpaduet,
nony4as 88,3 mMr cMmecu, cogepxamiei 10% npoaykra. ITonyuenHyto B pesynbTate cMech pacTBopstoT B CH;CN
(5 mun). o6asmsirot runpaszun (618 mr, 2,07 mmons) u TEA (0,29 mur). Cmechk nepememmuBaroT npu 60°C B Teue-
HHE HOYM. PeakIMOHHYIO CMeCh KOHLICHTPHUPYIOT U ocTaToK pacTtBopsitoT B EtOAc (30 mi). PactBop npomeiBatoT
nexsapiM 1 H NaOH (2 x 20 mur) u coieBsIM pacTBopoM. Boaublit cioii skctparupytor EtOAc (2 x 20 mm).
OOwenuHeHHBIC OpraHuveckue cion cymart Na,SO, u KOHIEHTPUpPYIOT. OCTaTOK OYHMIIAIOT TOHKOCIOHHOMN
xpomarorpadueii, momydast 71,5 Mr HacHIIIEHHOTO coenHEeHHs. PacTBop HackimeHHOTO coenuuenus (71,5 wr,
0,08 Mmoutp) u 2,6-mytumuH (0,06 M, 0,52 mmoiis) B CH3CN (2 mur) mepemermmBaroT pu 0°C mo mMepe nobas-
nenus Homorpumertmicunana (0,06 mi, 0,42 mmons). Peakimonnyto cMech HarpeBaroT 70 KT u mepememuBaior
B Teuenue 2 4. Jlobasmstor MeOH (1 mi) m nmepememuBaroT B TeueHne | 4. CMeCh KOHIIGHTPUPYIOT ¥ HEOUH-
IICHHBI MPOXYKT OYMIAOT ¢ momombio BIXKX, momyuas 49,2 mr kucioter 178. Jlammsie 'H SIMP-
cnekrpockoruu (300 MI', CD;0D): 6 8,36 (d, 1H, J = 9,3 T'm), 8,09 (dd, 2H, J = 8,1 u 1,5 '), 7,68-7,81 (m,
3H), 7,66 (s, 1H), 7,56 (d, 1H, J = 2,1 T'm), 7,37 (dd, 1H, J =9,3 u 2,1 '), 7,24 (d, 1H, J = 4,8 '), 7,00 (br,
1H), 6,95 (dd, 1H, J = 4,8 u 3,3 '), 5,89 (br, 1H), 4,87 (d, 1H, J =-12 I'm), 4,71 (t, 1H, J = 8,4 I'm), 4,43 (br,
1H), 4,24 (m, 1H), 4,09 (m, 1H), 4,02 (s, 3H), 3,56 (t, 1H, J = 15,6 I'm), 3,43 (t, 1H, J= 15,6 I'm), 2,81 (dd, 1H,J
= 14,1 n 7,5 Tm), 2,44-2,56 (m, 1H), 1,10-1,96 (m, 25H), nanusie 3p SIMP-cnektpockonuu (121,4 MI'L,
CD;0D): 8 41,123. )KX/MC = 829 (M'+1).

ITpumep 179. Ilonydenue coenunenus 179.
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PactBop Opo3unara, mosryaeHnoro B nmpumepe 175 (255 mr, 0,31 mmous), Cs,CO;5 (102 mr, 0,31 MMmois) U
dernmxunonud (79 mr, 0,31 MMmons) nepememuBaioT B N-meTunmupposmnone (3 mi) mpu 60°C. Yepes 4 1 pe-
aKIMIO Pa3BOJAT dTHIALETaTOM U racsT HacblimeHHbIM NaHCOj;. Opranndeckuii ciioil mpoMbIBalOT HACHIIIEH-
HbIM NaHCO; (2%) 1 coneBsIM pacTBOpoM. OpraHUYecKUi CIIOH CyIIaT U KOHIICHTPUPYIOT. MaTepua OuuIaoT
KOJIOHOYHOW Xpomarorpadueii ¢ mosrydenneM Tpedyemoro npoaykra (114 mr, 41%).

PactBop Boc-amuna (114 wmr, 0,14 mmons) u Tpudropykcycnoit kuciots! (500 mxi) B CH,Cl, (1 M) me-
pememuBaroT npu KT B Tedenue 1 4. 3atemM pacTBOp KOHIICHTPHUPYIOT U MOABEPTAIOT a3€OTPOITHOMY MIEpEeMEIIIH-
BaHUIO ¢ TOyoJioM (2x). Octarok nepememuBaoT B TT'® (1 mi1) 1 mocneaoBaTeNbHO JOOABISIOT ITUKIIONCH-
tunxaopdopmuat (0,69 Mmmois) n TpusTHnamMuH (230 Mk, 1,66 Mmmois) B TT'® (500 Mkin). PactBop mepemenn-
BaroT npu KT B Teuenue 1 4. PeakoHHy10 cMech pacmpelessitoT MeXAy BOJOW U aTuianetaroM. OpraHude-
CKHI CJIOH TIPOMBIBAIOT COJIEBBIM pacTBOpoM, cymar (MgSO4) u KOHIEHTpUpYoT. HeouuneHHbIi MaTepran
OYMINAIOT KOJOHOYHOM Xpomarorpaduei, nomydas stwidocounar (86 mr, 76%). PactBop stmindocdunara (39
mr, 0,04 mmons) m TMSI (30 mxi, 0,23 mmons) B CH3CN (1 M) mepememuBatoT B TedeHne 30 MUH U 3aTeM
nobansior 2,6-myTranH (500 Mxir). PacTBOp KOHIICHTPUPYIOT U TIOJIBEPTAIOT a3€0TPOITHOMY MTEPEMEITNBAHUIO C
METaHOJIOM M TOJyoJioM. HeounIeHHbIi MaTepral OYuIIaoT ¢ momonisio BOXKX, momydas coenunenue 179
(21 mr, 56%), manmsie 'H IMP-criektpockoruu (300 MI'n, CD;0D): & 8,40 (d, 1H, J =9,4 T'), 8,08 (m, 1H),
7,73 (m, 5H), 7,52 (m, 1H), 7,38 (m, 2H), 6,33 (m, 1H), 6,22 (m, 1H), 5,91 (m, 1H), 5,73 (m, 1H), 5,26 (m, 1H),
4,71 (m, 1H), 4,35 (m, 1H),4,15 (m, 1H), 5,24 (s, m, 4H), 2,80 (m, 2H), 2,62 (m, 1H), 2,26 (m, 1H), 1,81 (m,
2H), 1,50 (m, 14H), naunsie *'P SIMP-cniextpockommn (121,4 MI'): & 40,245. )KX/MC. 812 (M+1).

ITpumep 180. ITonyuenue coenunenus 180.
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CreayromuMy dKCIIEPUMEHTATBHBIMU CIOCO0aMHU, OIM3KUMHU K OTMMCAHHBIM JUIS TONYyYEHHST COETUHEHUS
152, monmy4aror coequnaenue 180. [lanHbie 'H SAMP-cniekTpockomnuu (300 MI', CD;OD) 6 8,34 (d, J = 9,6 ',
1H), 8,31 (s, 1H), 7,86 (S5 1H),7,65 (d, J= 9,6 T', 1H), 5,84 (bs, 1H), 4,84 (m, 1H), 4,67 (t, ] = 7,5 'u, 1H),
4,33 (bs, 1H), 4,17 (m, 1H), 4,16 (s, 3H), 4,03 (m, 2H), 3,47 (m, 2H), 2,83 (m, 1H),2,58(m, 1H), 2,0-2,3 (m,
2H), 1,6-2,0 (m, 2H), 1,2-1,6 (m, 31H); mnanHbIC 3lp SAMP-cnekTpockomuu (121,4 MI'n, CD;0D) & 38,831;
KX/MC (M+1): 956,2.

ITpumep 181. TTonyuenne coennuenus 181.
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PactBop Oposmmara (mpumep 171) (182 wmr, 0,23 mmons), Cs,CO; (76 mr, 0,23 MMOIB) U 7-METOKCH-2-
(dhennn-xuHonuH-4-oma (58 mr, 0,23 MMoib) B 1-MeTHII-2-TupposuauHOHE (2,3 M) mepeMemmBaroT pu 65°C B
teuenue 3,5 4. PactBop pasBomsiar EtOAc u racar 2,5% pactBopom NaHCO;. Opranmueckyro ¢a3y IpOMBIBAIOT
2,5% pactBopom NaHCOj; (2x) 1 coneBBIM pacTBOpoM, cymaT Hag MgSO, 1 KOHIIEHTPUPYIOT.

PactBop HEeounmenHoro nmpoaykra (93 mr, 0,12 mmons) u 2,6-nmytuaud (81 mxim, 0,70 mmons) B CH3CN (3
wi1) nepememnuBatoT npu 0°C mo mepe nobaBneHns Mo KammsiMm Hoxorpumerwicuinana (99 mxi, 0,70 MModb).
PactBop Harpesatot 1o KT u nepememmusatoT B Teuenne 1,5 4. PactBop cHoBa oxnaxnaroT 10 0°C n go0aBisioT
JONOJHUTENbHBIHN 2,6-myTinuH (40 Mk, 0,35 MMonb) u Honorpumermicuiad (49 mxi, 0,35 MMmoib). 3arem pac-
TBOp cHOBa nepememmBatoT npu KT B teuenne 1,5 4. PactBop oxnaxnatot 1o 0°C u nobasnstor Et;N (500 mxir)
1 MeOH (1 mi). PeakunoHHyI0 cMech KOHLICHTPUPYIOT | noiydatoT coenunenue 181 (70 mr, 78%) n3 ocraTka
O4HCTKOIT ¢ ToMotpio BIXKX B Brze TBeporo Bemectsa 6eroro rpera. Jauusie 'H IMP-criektpockormmu (300
MTI', CD;0D): & 8,42 (d, J =9,3 I'y, 1H), 8,08 (d, J = 6,9 ', 2H), 7,76 (m, 3H), 7,66 (s, 1H), 7,55 (s, 1H), 7,35
(d,J=9,3Tmn, 1H), 5,88 (s, 1H), 5,54 (q, ] =9 I'y, 1H), 5,18 (t, J = 9,6 'y, 1H), 4,9 (s, 1H), 4,73 (t, J = 8,7 I'Ly,
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1H), 4,42 (s, 1H), 4,17 (d,J = 11,4 T'u, 1H), 4,07 (d, J = 11,7 I'u, 1H), 4,02 (s, 3H), 2,80 (m, 2H), 2,58 (m, 1H),
2,20 (m, 1H), 1,2-2,0 (brm, 21H), 1,00 (t, J = 7,2 T'u, 3H); nauxsIe 3lp SAMP-cnekrpockonmu (121,4 M1,
CD;0D): § 46,5. XX/MC = 773,8 (M'+1).

ITpumep 182. ITonydenue coenunenus 182.
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PactBop (ocdunara (momyuernnoro B npumepe 181, 81 mr, 0,10 Mmoip) u 2,4,6-TpUU30IPOTIHIIOCH30IT-
cynshormtruapasus (292 mr, 0,98 mmoins) B TT'® (3 M) nepemermmBaroT nipu 60°C mo mepe nodasnenus Et;N
(137 mxi, 0,98 MMOIIB) TTO KarwisiM B TedeHHe 5 MuH. Uepe3 1 9 peakiuio oXJIaxaaT U J00aBJISIOT JOTIOTHH-
TeNbHBIA 2,4,6-TpuH3onponmioeH3oacyasGomwruapasng (292 mr, 0,98 mmoins). 3aTeM cieayeT MemIeHHOe
nobasienue gononautenbkHoro EN (137 wmxin, 0,98 wmmoms). Yepes 1 u pobammsror eme  2,4,6-
Tpuusonponmidensoacynsponmruapasua (292 mr, 0,98 mmons) u Et;N (137mxi, 0,98 mmons). Uepes 1 4 pe-
akuio pa3Boaat EtOAc m npombiBaroT HackieHHBIM NHyCl (2x). TT'® mo0aBisioT K OpraHUIecKOMY CJIOI0 U
ero skcrparupyrot HackimeHHbIM NH,4Cl, HaceimenasiM Nay,CO; u HyO. [omy4yenHslit B pesynbrate omHOMa3-
HBIH pacTBOp IKCTparupyoT EtOAc. OO0beIMHCHHBIC OPraHUYECKUE MPOMBIBHEIC XKHUIKOCTH 3KCTPATUPYIOT CO-
JIEBBIM pacTBOpoM M cymaT Hax MgSO, u koHueHTpupyioT. Haceimenusiii ¢pocdunar (70 mr, 87%) ounmaror
13 ocratka ¢ momonisio BOXKX, momydas creximoBuaHOe TBepaoe BemecTBo Oemoro mnBera. KX/MC = 802,7
(M™+1), 824,4 (M'+Na).

PactBop Hacwimennoro gochunara (70 mr, 0,09 mmoins) u 2,6-nytuauna (61 mki, 0,52 mmons) B CH;CN
(3 M) oxmaxaaroT 10 0°C u M00aBISIOT 1O KarwisM HomoTpuMetwicunad (75 mxi, 0,52 mmois). PacTBop mepe-
memmBaroT pu KT B Tedenne 1 4. 3arem peaknuio oxnaxaaoT 10 0°C u m00aBIsAiOT TOTIOTHUTEILHBIA 2,6-
nytaguH (30 Mk, 0,26 MMoib) 1 HomoTpuMeTwicwiaH (37 Mk, 0,26 MMOJIb). 3aTeM pacTBOp CHOBA HarpeBaloT
1o KT n nepememBatot B Teuenue 3 4. Peakiuro oxnaxnaror 10 0°C u no6asistor Et;N (500 mxim) 1 MeOH (1
wu1). Peakuuro KoHIEeHTpHUpYIOT U coequnenne 182 (46 mr, 69%) BBIAEIAIOT U3 OCTaTKa ¢ nomolnsio BOXKX B
BHJIC TBEPOrO BEIIECTBA He coBceM bermoro mpera. Jannpie 'H SIMP-crextpockommu (300 MI't, CD;0D) &
8,37 (d,J =9 I'u, 1H), 8,08 (m, 2H), 7,76 (m, 3H), 7,66 (s, 1H), 7,55 (s, 1H), 7,39 (dd, J = 1,8, 9,3 ', 1H), 5,89
(1H), 4,69 (t,J =9 I'u, 1H), 4,43 (s, 1H), 4,24 (d, ] = 7,5 Ty, 1H), 4,09 (d, J = 12 ', 1H), 4,04 (s, 3H), 2,82 (dd,
J=172,14,4,Tu), 2,50 (ddd, J = 4,2, 9,3, 13,8 Ty, 1H), 1,2-2,0 (brm, 28H), 1,05 (t, J = 7,2 T, 3H); nauusre °'P
SIMP-cniektpockonuu (121,4 MI', CD;0D): 6 50,36, XKX/MC = 775,3 (M++1).

ITpumep 183. ITonydenue coenunenus 183.
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Cramus 1. K pactBopy BOC-3amumennoro ¢ocunata (onucanHoro B mpumepe 143, 2,22 r, 2,46 MMOJIb)
B CH,CI, (10 mi) mobasisitor 4H HCI B 1,4-nmuokcane (50 mi, 200 MMob). PeakiimonHyro cMech nepemMeninBa-
ot ipu KT B Teuenne 3,5 4, KOHIEHTpHUPYIOT, ynapusaroT coBmectHo ¢ CH,Cl, u cymaT nmox BakyyMoM c IoJy-
YeHHueM TpeOyeMOoro aMiHa B BUJIE TBEPJIOTO BELIECTBA KOPHYHEBOTO IIBETA.

Cramus 2. K pactBopy amuHa, nonydenHoro Ha cramuu 1 (60 mr, 0,075 mmons), 8 CH,Cl, (0,7 mi) mpu
0°C mobapmnstotr 6,8 M mmknonenTmusonuanatr B CH,Cl, (0,2 mur, 0,062 MMons). PeakionHyro cMech mepe-
MEIIMBAIOT B TeUeHUE | U, BHIICPKUBAIOT B MOPO3HILHOM Kamepe mpu -20°C B TeueHUEe HOYM M KOHIICHTPUPY-
1oT. OCTaTOK OYHIIAIOT KOMOMIKCIpecc-xpomarorpadueit ¢ momydenueM 50,6 MT MPOMEKYTOIHBIN CIOXKHOTO
a¢upa. [TomydeHnsiii B pesynbrare cioxabii 3¢up (50 mr) pactBopsitor B CH;CN (2 M) u oxmmaxaaroT g0 0°C.
Job6asnstor onorpumermicuian (0,2 mir). PeakimmonHyo cMech HarpeBaroT A0 KT, mepemMemunBaoT B TEUCHHE
0,5 g m oxnmaxnatotr 10 0°C. Jlo6asmstor TEA (0,5 mi) ¢ mocnenyromum nobasneanem MeOH (2 mur). Cmech
KOHLICHTPHPYIOT W OYMIIAIOT ¢ romompbio BIXKX, momxydas 11,6 mr coemuuenns 183. ammpie 'H SIMP-
cnekrpockonu (300 MI'u, CD;0D): 6 8,35 (d, J = 9,3 I', 1H), 8,19 (s, 1H), 7,74 (s, 2H), 7,15-7,42 (m, 6H),
5,82 (brs, 1H), 5,68 (dd, J = 8,6, 18,3 I';, 1H), 5,27 (t, J = 9,6 I';, 1H), 4,83 (d, J = 12,0 'y, 1H), 4,72 (t, ] = 8,7
I'y, 1H), 4,31 (d, J = 8,7 T'u, 1H), 4,07-4,23 (m, 2H), 4,03 (s, 3H), 3,51 (m, 1H), 3,38 (t, J = 15,9 I'y, 1H), 3,17
(t, J =159 T'm, 1H), 2,79 (m, 1H), 2,61 (m, 1H), 2,25 (m, 1H), 1,2-1,9 (m, 26H); naumsie °'P SIMP-
crektpockormuu (121,4 MTI', CD;0D): § 42,114; XKX/MC = 884 (M'+1).

ITpumep 184. Ilonyuenue coenunenus 184.

pA 8§
B!

-116 -



018098

S
_o. Ny [ Nr)vNH

=

o]

~ (o]
H

H N Noy, _apO
FsC\/\g/ \,_ﬂ"<0 o b
3 &

4-Tpudrtopmacnsayto kuciory (15,5 mr, 0,11 mmons) u amun conp HCl (ecm. mpumep 183, 70 mr, 0,084
MMoutb) pactBopstor B CH,Cl, (1 mun)/AM® (0,5 mi). Jobasnstor HATU (47,88 mr, 0,13 mmons) u DIPEA
(0,06 M, 0,34 Mmmonb) 1 cMmech niepememuBaioT ipu KT B Teduenne 15 muH. PeaknmoHHy0 cMech KOHIIEHTPH-
pytot, nepepactBopsitoT B EtOAc, npomeiatot 5% LiCl, naceimenasiMm NaHCO; 1 coeBEIM pacTBOPOM U KOH-
HEHTPUPYIOT. HeouneHHbIi NpOayKT OYHMIIAIOT KOMOMIKCHpecc-xpomaTtorpadueit, nomydas 33,4 mr npome-
JKYTOUHOTO cJI0KHOTO 3¢hupa. [TomydeHHbIH B pe3yabraTe cioxHbi a¢up (33,4 mr, 0,036 MMOIb) pacTBOPSIOT B
CH;CN (2 M) u oxmmaxnatot go 0°C. Jobasmstor fiogorpumeruncmian (0,2 mr). PeaknnoHHy0 cMech Harpe-
BatoT 10 KT, nepememmusatot B Teuenue 0,5 4 n oxnaxnarot 1o 0°C. Jlo6asmsror TEA (0,5 mi) ¢ mocnenyromum
nob6asinenneM MeOH (2 mir). CMech KOHIIEHTPUPYIOT M OYHMINAIOT ¢ oMotnbio BOXX, nomyyast 17,7 mr coenn-
Henns 184. lauusie 'H SAMP-cnekrpockomnuu (300 MI', CD;0D): 6 8,29 (d, J = 9,3 I'u, 1H), 8,18 (s, 1H), 7,75
(s, 2H), 7,15-7,42 (m, 6H), 5,85 (brs, 1H), 5,73 (dd, J = 8,6, 18,3 I';, 1H), 5,30 (t, J = 9,6 'y, 1H), 4,69 (dd, ] =
7,5, 9,3 I'u, 1H), 4,30 (d, J = 9,6 ', 1H), 4,05-4,22 (m, 2H), 4,04 (s, 3H), 3,51 (m, 1H), 3,39 (t, J = 15,3 I'L,
1H), 3,18 (t, J =15,3 T'u, 1H), 2,81 (m, 2H), 2,61 (m, 1H), 2,25 (m, 3H), 2,02 (m, 2H), 1,50 (m, 3H), 1,4-1,6 (m,
8H), 1,34 (d, J = 6,3 I'u, 6H); maunsie 3p SAMP-cniekTpockomnuu (121,4 MI'u, CD;0D): 8 42,563; XKX/MC =
897 (M'+1).

ITpumep 185. TTonyuenne coennuenus 185.
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CreayromuMy IKCIIEPUMEHTATBHBIMU CIOCO0aMHU, OIU3KUMHU K OTMMCAHHBIM JUIS MONYYEHHsT COETUHEHUSI
184, momyqator coenunenue 185. Janusie 'H IMP-criekrpockormu (300 MI'n, CD;0D): & 8,29 (d, J = 9,3 I'y,
1H), 8,19 (s, 1H), 7,76 (s, 2H), 7,15-7,38 (m, 6H), 5,84 (brs, 1H), 5,73 (dd, J = 8,6, 18,3 I'u, 1H), 5,29 (t, 1 =9,6
I'm, 1H), 4,94 (d, J = 12,0 T'm, 1H), 4,69 (t, ] = 8,7 I'n, 1H), 4,36 (d, J = 8,7 I'u, 1H), 4,07-4,23 (m, 2H), 4,05 (s,
3H), 3,38 (t, J=15,9 ', 1H), 3,18 (t, J =15,9 I';, 1H), 2,82 (m, 2H), 2,61 (m, 1H), 2,25 (m, 1H), 2,02 (d,J=7,5
I'u, 2H), 1,85 (m, 3H), 1,2-1,9 (m, 23H); nanHbIC 3p SAAMP-cnekTpockomnuu (121,4 MI'u, CD;0D): & 42,453;
KX/MC = 883 (M'+1).

[Tpumep 186. ITonyuenne coennuenus 186.

CreayromuMy dKCIIEPUMEHTAIBHBIMU CIOCO0aMHU, OIM3KUMHU K OTMMCAHHBIM JUIS TONTYYEHHsT COETUHEHUS
184, nonyuarot coemunenne 186. KX/MC =909 (M'+1).
ITpumep 187. Ilonyuenue coenunenus 187.

K pactBopy amuna (cm. npumep 185) (130 mr, 0,16 mmons) u Boc-1-tper-neituuna (45 mr, 0,20 MMoub),
pactBopeHHbIx B CH,Cl, (2 M)/ IM® (0,5 mur), nobasmsror HATU (93 wmr, 0,24 mmons) u DIPEA (0,13 Mo,
0,45 mMmoie) 1 cMech nepemenmmBaroT pu KT B Teuenune 15 muH. PeakmmoHHYI0 cMech KOHIIEHTPHUPYIOT, TIepe-
pactBopstoT B EtOAc, mpomeiBarot 5% LiCl, naceimenasiMm NaHCO; 1 coneBBIM pacTBOPOM U KOHIIEHTPUPYIOT.
HeounmeHHpIl TPOAYKT OYHINAIOT KOMOMIKCIIpecc-Xxpomarorpaduei, moiaydas 133 Mr TerpanenTuua ¢ BbIXO-
oM 81%.
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Terpanentuauslii npomexyTounsiid mpoxykr (133 mr, 0,13 mmois) pacteopsitor B CH;CN (2 mim) u oxia-
xnaroT 1o 0°C. Hobasisttot onorpumermiicuiad (0,2 min). Peakunonnyto cmech Harpesatot o KT, mepemernn-
BaroT B Teuenue 0,5 1 m oxmaxgarot no 0°C. JJo6asnstor TEA (0,4 M) ¢ mocneayromum nodasnenrnem MeOH
(2 mur). CMech KOHIIEHTPHPYIOT M OYHIIAIOT ¢ TToMotIbio BOXXX, monmyyas 82,6 mr coequHenus 187 ¢ BRIX0I0M
57%. Jauusie 'H SAMP-cnekTpockomnuu (300 MI'y, CD;0D): 6 8,24 (d, J = 9,3 I'u, 1H), 8,21 (s, 1H), 7,78 (s,
2H), 7,36 (dd, J =2,4,9,0 I'y, 1H) 7,15-7,38 (m, 5H), 5,86 (brs, 1H), 5,78 (dd, J = 8,6, 18,3 I'm, 1H), 5,33 (t, J =
9,6 I'm, 1H), 4,86 (d, J = 12,0 'y, 1H), 4,67 (t,J, = 8,7 I'n, 1H), 4,54 (d, J = 8,7 I'y, 1H), 4,1-4,25 (m, 2H), 4,06
(s, 3H), 3,47 (s, 1H), 3,36 (t, J = 15,9 I'y, 1H), 3,19 (t, J =15,9 I'y, 1H), 2,82 (m, 2H), 2,61 (m, 1H), 2,32 (m,
1H), 2,02 (d, T = 7,5 T, 1H), 1,98 (m, 2H), 1,23-1,7 (m, 8H), 1,34 (d, J = 6,3 I'n, 6H), 0,83 (s, 9H); nauubie °'P
SMP-cnextpockomuu (121,4 MI'u, CD;0D): § 42,485; KX/MC = 886 (M'+1).

ITpumep 188. ITonyuenne coennuenus 188.
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K cmecn amuHa, MOTy4eHHOTO, Kak TIokazaHo B mpumepe 185, (60 mr, 0,075 MMoIIb) 1 II-TOTMIIOOPOHOBOMH
kucnothl (20 mr, 0,15 mmons) B CH,Cl, (4 mut) mocienoBatensHO JT00ABISIOT MOJeKyJspHbie cuta (150 Mmr),
TEA (0,2 M) u Cu(OAc),. PeaknimoHHyI0 CMECh TIEPEMEITUBAIOT IO BO3yXOM C OCYIIUTEIHHBIM TTAaTPOHOM B
teuenue 18 u, pasBogsar CH,Cl, u puiabTpyroT yepes memur.

OuIbTpaT KOHUEHTPUPYIOT U 0YHIIAIOT ¢ oMoulsio BOXXX, nomxydas 100 Mr mpoMekyTOYHOTO CIOKHOTO
a¢upa. Crnoxusiit a¢up (100 mr, 0,075 mmois) u 2,6-mytuans (0,09 mi, 0,75 MmMons) pactBopsitor B CH;CN (2
i) u oxnaxaarot g0 0°C. Jlo6asmsror fiomorpumetwicuinad (0,05 v, 0,38 MMons). PeaknimoHHyto cMech Ha-
rpesatoT 10 KT, mepememmBaroT B Teduenue 1 g u oxmaxnaatot 1o 0° C. Jobasmssror MeOH (0,2 mui1) u HarpeBa-
oT 10 KT. CMech KOHIEHTPUPYIOT U OYUIIAIOT ¢ momoinisio BOXXX, momydas 4,6 mr coenunenus 188 B Bume
TBEPAOIO BEIECTBA XKEJNTOro 1BeTa. [laHHbIe 'H SAAMP-cnekTpockomuu (300 MI', CD;0D): ¢ 8,19 (s, 1H), 7,96
(d,J=9,0I'n, 1H), 7,81 (s, 1H), 7,74 (s, 1H), 7,25-7,35 (m, 6H), 6,61 (m, 4H), 5,84 (brs, 1H), 5,78 (dd, J = 8,6,
18,3 I'm, 1H), 5,36 (t, J = 9,6 I'y, 1H), 4,64 (t, J = 8,7 I'u, 1H), 4,30-4,47 (m, 2H), 4,10-4,25 (m, 2H), 4,08 (s,
3H), 3,39 (t, J = 15,9 I'n, 1H), 3,18 (t, J =15,9 'y, 1H), 2,75 (m, 1H), 2,63 (m, 1H), 2,28 (m, 1H), 1,98 (s, 3H),
1,7-2,1 (m, 3H), 1,2-1,7 (m, 14H); nanusie 3p SAMP-cnekTpockomuu (121,4 MI', CD;0D): & 42,409; XKX/MC
=863 (M'+1).

[Tpumep 189. IMonyuenne coennuenus 189.
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CJ‘IGI{y}OHII/IMI/I OKCIICPUMCHTAJIbHBIMU CHOCOﬁaMI/I, 6J'II/I3KI/IMI/I K ONMCAaHHBIM JI MOJYUYCHHUA COCANMHCHUA
184, mony4arot coenuaenue 189. Jlanubre 'H SIMP-cnextpockornuu (300 MI'n, CD;0D): ¢ 8,20 (s, 1H), 8,13 (d,
J=9.0 Ty, 1H), 7,82 (s, 1H), 7,80 (s, 1H), 7,20-7,38 (m, 6H), 6,88 (d, J = 8,1 ', 2H), 6,50 (d, J = 8,1 'y, 2H),
5,94 (brs, 1H), 5,77 (dd, J = 8,6, 18,3 'y, 1H), 5,36 (t, ] = 9,6 ', 1H), 4,74 (t, J = 8,7 I'n,, 1H), 4,60 (d, ] = 12,3
I'w, 1H), 4,43 (m, 1H), 4,10-4,25 (m, 2H), 4,07 (s, 3H), 3,36 (t, J = 15,9 I'y, 1H), 3,20 (t, J =15,9 'y, 1H), 2,63-
2,82 (m, 2H), 2,24 (m, 1H), 1,7-2,1 (m, 3H), 1,2-1,7 (m, 14H); naunsie *'P SIMP-crextpockormu (121,4 M@,

CD;0D): § 42,592; XKX/MC =917 (M'+1).
Ny f)—NH
=~

IIpumep 190. ITonyuenne coennuenus 190.
/OH

e
CnenyroImuMu SKCIICPUMEHTAIBHBIME CITOCO0aMU, OJM3KUME K ONMHCAHHBIM JJIS TOJTYYCHUS COCIUHCHHUS
184, mony4arot coenuaenne 190. Jlanusie 'H SIMP-cnextpockornuu (300 MI'n, CD;0D): ¢ 8,18 (s, 1H), 7,99 (d,
J=9,3Tu, 1H), 7,76 (s, 1H), 7,75 (s, 1H), 7,15-7,33 (m, 6H), 6,90 (m, 2H), 6,78 (d, J = 7,5 ', 1H), 6,72 (d, ] =
7,5 Ty, 1H), 5,89 (brs, 1H), 5,75 (dd, J = 8,6, 18,3 ', 1H), 5,34 (t, ] =9,6 I', 1H), 4,72 (t, J = 8,7 I'u, 1H), 4,49
(brs, 1H), 4,44 (d, J = 12,3 I'u, 1H), 4,10-4,30 (m, 2H), 4,07 (s, 3H), 3,35 (t, J = 15,9 I'u, 1H), 3,19 (t, ] =15,9
I'u, 1H), 2,63-2,82 (m, 2H), 2,24 (m, 1H), 1,7-2,1 (m, 3H), 1,2-1,7 (m, 14H); nanusie 3lp SIMP-crieKTpOoCKOITUHI
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(121,4 MI', CD;0D): § 42,205; KX/MC =917 (M'+1).
ITpumep 191. Ilonydenue coenunenus 191.

s
_o N Al PN
p /=

CreayromuMy IKCTIIEPUMEHTAIBHBIMU CIOCO0aMHU, OIM3KUMHU K OTMMCAHHBIM JUIS MONYYEHHsT COETUHEHUSI
184, momyuator coequnaenue 191. JlanHsie 'H SAMP-cnexTpockomuu (300 MI', CD;0D): 6 8,16 (s, 1H), 8,12 (d,
J=9,3Tu, 1H), 7,75 (s, 1H), 7,74 (s, 1H), 7,15-7,33 (m, 6H), 7,08 (t, J = 7,2 T', 1H), 6,81 (d, J =7,2 T'u, 1H),
6,63 (d,J=7,2Tu, 1H), 5,88 (brs, 1H), 5,75 (dd, J-8,6, 18,3 'y, 1H), 5,40 (t, J =9,6 ', 1H), 4,78 (t, T =8,7 ',
1H), 4,64 (m, 1H), 4,39 (d, J = 12,3 T'u, 1H), 4,10-4,30 (m, 2H), 4,06 (s, 3H), 3,35 (t, J=15,9 ', 1H), 3,21 (t,J
=15,9 I'u, 1H), 2,63-2,82 (m, 2H), 2,24 (m, 1H), 1,7-2,1 (m, 3H), 1,2-1,7 (m, 14H); nauuse °'P SIMP-
crexrpockoruu (121,4 MT', CD;0D): § 42,896; KX/MC = 917 (M'+1).

IIpumep 192. TTonyuenne coennuenus 192.

s
’/

gy

0

s N Qf”j’ pon
P e
7}«\1 : O

< =

K pactBopy amnHa, noixydennoro Ha craauu 1 ITpumepa 185 (70 mr, 0,087 mmois), B TT'® (2 M) nobas-
JSFOT THOKapOoHWIAMnMH a3l U nepemeninBatoT pu KT B tedenue 1 4. JJo6asmsror 2,0 M ammonnii B MeOH
(1 mim) m nepememnmBaroT ipu S0°C B Teuenue 1 9 Bo (hakoHe ¢ KPBIIIKOW B KOHIIEHTPUPYIOT. OCTaTOK pacTBO-
psitot B CH,Cl, (2 M), no6asistor o-OpomkeToH (35 M), nepememnBarot npu 50°C B Teyenne 1 4 v KOHLEH-
TpUPYIOT. HeodnImeHHbIi MPOIYyKT OYHMINAIOT KOMOHMIKCIpecc-Xxpomarorpaduel, moxydas 80 mr docduHara.
CHstHe 3amuThl ¢ ToMmomipio Homorpumetmicwmnana (0,1 M) maer coemunenuwe 192. JlanHble 'H IMP-
cnekrpockonuu (300 MI'n, CD;0D): 6 8,20 (s, 1H), 8,16 (d, J = 9,3 I'u, 1H), 7,80 (s, 1H), 7,77 (s, 1H), 7,73 (s,
1H), 7,18-7,38 (m, 6H), 5,95 (brs, 1H), 5,79 (dd, J = 8,6, 18,3 I'y, 1H), 5,39 (t, J = 9,6 I'y, 1H), 4,82 (t, J = 8,7
I'u, 1H), 4,72 (brs, 1H), 4,44 (d, J = 12,3 I', 1H), 4,24 (dd, J = 12,6, 3,3 I', 1H), 4,17 (m, 1H), 4,03 (s, 3H),
3,39 (t,J=159Tm, 1H), 3,18 (t, J = 15,9 I'y, 1H), 2,82 (m, 1H), 2,61 (m, 1H), 2,24 (m, 1H), 1,91 (m, 2H), 1,65
(m, 1H), 1,2-1,7 (m, 23H); naunsie *'P IMP-cnexrpockonu (121,4 MI', CD;0D): & 42,306.

IIpumep 193. Tonyuenne coennuenus 193.

0\
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_o N AP
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K. _fi-oH

H N tn,,
REAS RERY

Cwmech coequaenus 184 (308 mr, 0,305 Mmmomb), Tosunruapasuaa (425 mr, 2,28 MMOJIb) U alieTaTa HaTpHUs
(375 wr, 4,58 MMomB) B cMecH pacTBoputened 1,2-numerokcudtana (5,5 mi) u Boasl (0,6 MIT) IepeMenTnBaioT
mpu 95°C B Teuenue 3 4. 3aTeM PEAKIIMOHHYIO CMECh KOHIIEHTPUPYIOT J0 MOJYIeHHS 00beMa 3 MIT U QHIIBTPY-
foT. OUIBTPAT OUMIIAOT ¢ momompbio BAXKX, monyuas 250 mr (81 %) coexumenns 193. Jlanusie 'H SIMP-
cnekrpockomuu (300 MI', CD;0D): 6 8,27 (d, J = 9,6 I'u, 1H), 8,17 (s, 1H), 7,76 (s, 2H), 7,2-7,4 (m, 6H), 5,84
(bra, 1H), 4,83 (d, J = 12,3 I'y, 1H), 4,65 (t, J = 8,7 I', 1H), 4,39 (m, 1H), 4,24 (bra, 1H), 4,04-4,23 (m, 3H),
4,15 (m, 2H), 3,39 (t, J = 15,9 T'u, 1H), 3,28 (t, ] =15,9 I'y, 1H), 2,78 (m, 1H), 2,49 (m, 1H), 2,30 (m, 2H), 1,7-
2,1 (m, 5H), 1,1-1,7 (m, 19H); nanHbIC 3lp SAMP-cnexTpockomuu (121,4 MI'u, CD;0D): & 44,910; XXX/MC =
899 (M'+1).

ITpumep 194. Ilonydenue coenunenus 194.

CJ'IG,HyIOIIII/IMI/I OKCIICPUMCHTAJIbHBIMU CHOCO6aMI/I, ONMU3KUMU K OIMMCAHHBIM JJI TIOJTYYCHUSA COCANHCHUS
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184, monmyqarot coenuaenue 194. JlanHbie 'H SIMP-cnextpockornuu (300 MI'u, CD;0OD): ¢ 8,26 (d, J =9,3 I'y,
1H), 8,18 (s, 1H), 7,75 (s, 2H), 7,20-7,35 (m, 6H), 5,82 (brs, 1H), 4,84 (d, J = 12,3 T'u, 1H), 4,64 (t,J = 8,7 I',
1H), 4,44 (m, 1H), 4,15(m, 3H), 4,05 (s, 3H), 3,34 (t, J = 15,9 I'u, 1H), 3,22 (t, J =15,9 T'u, 1H), 2,77 (m, 1H),
2,48 (m, 1H), 2,04 (d, 2H), 1,9-2,0 (m, 3H), 1,1-1,7 (m, 26H), 1,00 (m, 2H); nannsie 3lp SIMP-criekTpoCcKOu
(121,4 MI't, CD;0D): 544,979; JKX/MC = 885 (M'+1).

IIpumep 195. Tonydenne coennuenus 195.

Ci S
7
e N Nf)-'NH
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~r \,<O 0 Q}
E F

[ToJTHOCTBIO 3aNTUIIEHHBIN MaKPOUMKINIeCKUi (ochUHAT (CHHTE3UPOBAH, KaK OMUCAHO B puMmepe 152, ¢
3amuTHOU rpymmoit Boc) oopabdateiBatoT HCI mnst ymanenus 3anmutHoi rpynmnsl Boc. TlonydeHnbIi B pe3ynbTa-
T€ aMUH UCIIONB3YIOT IS oTydeHus coeauaenni 195-200.

K pactBopy manHoro amuna (34 mr, 0,04 mmons) B EtOAc (2 M) mo6asistotr HackimeHHBIH NaHCO; (2
MJI) © HHTEHCHBHO TIepeMennBaioT. J[00aBisioT 2,2-muMeTHiponuixiaophopmuart (7 MKI) U IEPEMEIINBAIOT B
TeueHnue 15 muH. Pasnenstor nBa ciios. OpraHUYECKUi CIIOH MPOMBIBAIOT COJIEBBIM PACTBOPOM M KOHIICHTPUPY-
10T. Beicymennsrit octatok pactopsitor B CH;CN (1 mi) n oxnaxkaatot 1o 0°C. [1o6aBistoT HOZOTpUMETHIICH-
nan (0,20 mur). Peakumonnyro cMechk nepememuBarot B TeueHue 0,5 u mpu 0°C. obasnsror 2,6-mytunun (0,6
M) ¢ nocnenyrommmM nobasieaueM MeOH (3 mur). CMmech KOHIGHTPUPYIOT B BakyyMe. OCTaTOK OYHINAIOT
BDXX, nomyuas 25,2 mr coemuuenns 195. XKX/MC = 959,1 (M'+1).

IIpumep 196. Ionyuenne coennuenus 196.

CrneyroImuMu SKCIICPUMEHTAIBHBIME CITOCO0aMU, OJM3KUME K OMHCAHHBIM JJIS TIOJTYYCHUS COCAUHCHHUS
184, monmywarot coequaenne 196. XKX/MC = 9152 (M™+1).
IIpumep 197. Tlonyuenne coenuuenus 197.

Ci S
_o ] Ny ! N/>—NH
=
Q

CreqyIomuMy YKCIIEPUMEHTAIBHBIMU CIIOCO0aMH, OJM3KUMHU K OTHMCAHHBIM JUIS TONYYEHHsT COSITUHEHUS
184, monmywarot coequaenne 197. XKX/MC = 955,1 (M'™+1).
ITpumep 198. TTonyuenne coennuenus 198.

_0o Ny 4 N/>—NH
[ )
0

CrieIyIOIUMH dKCIIEPUMEHTAIBHBIMU CIIOCO0AMH, OJIM3KMMH K OIHMCAHHBIM JUIS MOJIYYEHHS COEINHEHHS
184, nonyuarot coemuuenne 198. JKX/MC = 983,1 (M'+1).
ITpumep 199. Ilonyuenue coenunenus 199.
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CneyroImuMu SKCIICPUMEHTAIBHBIME CITOCO0aMU, OJM3KUME K OMHCAHHBIM JJIS TIONYYCHUS COCAUHCHHUS
184, nonyuarot coemuuenne 199. KX/MC = 944,3 (M'+1).
IIpumep 200. ITonyaenne coennuenus 200.

Coenunenre 200 TOTY9arOT, HCIIOJNB3Ys CIIOCO0, ONMM3KMI K omUcaHHOMY Uil coeamaenus 194. XKX/MC
(M+1): 955,24.
IIpumep 201. TTonyaenne coennuenus 201.

Coenunenne 201 MoOMy9aroT, HCIONB3Ys CIIOCO0, ONMM3KMI K omUcaHHOMY Uil coeamaenus 177. XKX/MC
(M+1): 821,36.
ITpumep 202. TTonyuenne coenuuenus 202.

Coenunenne 202 TOTYYarOT, HCIIOJNB3Ys CIIOCO0, ONMM3KMi K omucaHHOMY Uil coeamaenns 178. XKX/MC
(M+1): 823,37.
IIpumep 203. TTonyuenne coenuuenus 203.

Coenunenne 203 MOIyYarOT, UCIONB3YS TOT XKE CHOCO0, YTO OMHCAH JUIs coenuHeHus 153. 3amenieHue
Oposuiara MPOBOISAT, HCIONB3YS 6-MeTOKCH-1-HadToyn. Chemyroniue cTagud aHAJOTUYHBI paHee OMHUCAHHBIM
cnocobam. Konewnslii mpoaykT ounmaioT obpameHHo-da3oBoit BOXX (A: Bomga/0,05% TPA, B: ameronut-
pm/0,5%TDA), nanHbIC 'H SAAMP-cnekrpockonuu (300 MI'i, CD;0D): & 8,13 (d, J =9 I'u, 1H), 7,40-7,35 (m,
2H), 7,30- 7,16 (m, 6H), 7,01 (d, J =11 I'y, 1H), 6,85-6,80 (m, 1H), 5,73 (q, J =11 I', 1H), 5,42- 5,34 (m, 2H),
4,85-4,76 (m, 1H), 4,64-4,55 (m, 2H), 4,32 (d, J =8 'y, 1H), 4,06-3,97 (m, 1H), 3,90 (s, 3H), 3,39-3,11 (m, 2H),
2,87-2,70 (m, 1H), 2,70-2,57 (m, 1H), 2,45-2,24 (m, 2H), 1,95-1,25 (m, 19H), nannsie 3p SIMP-crieKTpOoCKOTTHH
(121,4 MTI'n, CD;0D): 543,13. EI MS (m/z) 743,7 [M+H]', 765,7 [M+Na]".

ITpumep 204. ITonydenue coenunenus 204.

O s
o

Coenunenre 204 oTy4aroT B BUIE TBEPAOTO BelecTBa O€Ioro 1BeTa.

Hannsie 'H SMP-ciekrpockormu (300 MI', CD;0D): & 8,33 (m, 1H), 7,90 (m, 1H), 7,55 (m, 1H), 7,31
(m, 3H), 6,94 (m, 2H), 5,90 (bs, 1H), 5,73 (m, 1H), 5,33 (m, 1H), 4,74 (m, 2H), 4,42 (bs, 1H), 4,13 (m, 2H), 4,00
(s, 3H), 3,57 (m, 1H), 2,76 (m, 2H), 2,57 (m, 1H) 2,31 (m, 1H), 1,86 (m, 2H) 1,65-1,2 (m, 18H); maxusie *'P
SAMP-cnexrpockomuu (121,4 MI'n, CD;0D): 8 39,386, J)KX (mpoBoasT B TeueHHE 6 MHH, BPeMs YACPKUBAHUS =
4,79 mun). MS (781,2, M+1).
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ITpumep 205. ITonydenue coenunenus 205.
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CoemuHenne 205 MONYYaroOT B BHAE TBEPIOTO BemecTsa oexoro upera. Janusie 'H SIMP-crieKTpoCcKoImi
(300 MI', CD;0D): 6 8,28 (d, J =9,2 T'u, 1H), 7,90 (d, J =6,4I'n, 1H), 7,50 (d, J =6,8T'n, 1H), 7,31 (m, 3H),
6,98 (m, 2H), 5,89 (bs, 1H), 4,74 (m, 2H), 4,42 (bs, 1H), 4,24 (m, 1H) 4,08 (m, 1H), 3,98 (s, 3H) 3,40 (m, 2H),
2,76 (m, 1H), 2,48 (m, 1H) 1,99 (m, 1H), 1,79 (m, 2H), 1,65-1,2 (m, 22H); nannbie 3lp SAMP-criekTpocKOTIHH
(121,4 MI'n, CD;0OD): & 41,217, XXX (npoBomsT B TeueHue 6 MuH, Bpems yaepxuBanusi = 4,74 mun) MC
(783,2, M+1).

IIpumep 206. TTonyuenne coennuenus 206.
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Coenunenne 206 MOTYYarOT, HCIOIB3YsI CIOCO0, ONM3KUil kK onucaHHOMY it coeauueHus 185. XKX/MC
(M+1): 953,32.
ITpumep 207. Ilonyuenue coenunenus 207.

N §/OH
o] ~CH
TrY$ 8 i
Coenunenne 207 MONYYarOT, UCTIOIB3YS CIIOCOOBI, OJIM3KUE K OMUCAHHBIM B TaHHOM KoHTekcTe. XKX/MC

(M+1): 745.
ITpumep 208. ITonyuenue coenunenus 208.
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Coenunenre 208 MONy9arOT, UCTOIB3YS CIIOCOOBI, OJIM3KUE K OMUCAHHBIM B TaHHOM KoHTekcTe. XKX/MC
(M+1): 942.
ITpumep 209. ITonydenue coenunenus 209.

WOl o oﬁ?
H;N/. O‘-OLO/N o o N iy
o O
s MeCN, Bacsms, NaHCO, (Bome.) o =

a. AmuaOKHcHOTY (702 ™Mr, 3,16 MMoub) cycnieHaupyioT B MeCN (31 M) u mo0aBIsitoT HACHITICHHBIN
NaHCO; (BogH., 32 M) ¢ MOCHEAYIOMNM A00aBICHHEM MOPIHUSIMHA N-ITUKIOTICHTUIOKCH-(KapOOHMIOKCH )CYK-
muauMuaa (1,00 T, 4,41 MMons). Uepes 2 4 BeIIEP)KUBAHUS IPH KOMHATHOH TeMIepaType cMech KOHLIIEHTPHPY-
I0T B BaKyyMe M pacnpenessiorT Mexay stunaneraroM (40 mim)/H,O (30 mu), nocne gero ee noaxucisior HCI
(1H) mo pH 1. Boanbl#i cloii CIMBAIOT U dKCTparupyrot stminanetatoM (80 vt x 2). OObeMHEHHBIE OpraHude-
CKHUE CJIOM MPOMBIBAIOT COJIEBBIM pacTBopoM (80 M), cymart Hag Na,SO4 U KOHIEHTPUPYIOT B BaKyyMe, MOy~
yas 1,32 r npoaykra (R)-3-MeTHiI-8-HOHEHOBOM KHCIOTHI C MPUMECHI0 N-IIMKJIONEHTHIOKCH (KapOOHMIIOKCH)
cykmmauMuna. XKX/MC (M+1): 297,88.
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b. N-Boc-4-1uc-0po3uimposinH MeTHUIIOBEIH citoxHbIH 3¢up (1,77 T, 3,80 Mmmois) pactBopsitoT B DCM (16
M) u MmeanieHHo no6asisitor HCl (4H B muokcane, 16 mi). Uepes 1,5 9 BeIIepKUBaHUS TIPH KOMHATHOM TEMITe-
paType pacTBOp KOHIICHTPUPYIOT B BAKyyMe M HEOUHIIIEHHOE TBEPIOE BEIIEeCTBO pacTBOPSIOT B JIMD (32 mm). K
JTAHHOMY pacTBOpYy A00aBisioT HeouwntneHHyo (R)-3-mernin-8-nonenoByro kucnorty (1,32 1, 3,16 MMoub) H
HATU (2,40 1, 6,32 MmMous). Cycniensuto oxiaxaarot 10 0°C u go6apmstot N-metunmmopdomuH (1,75 v, 15,92
MMOJIb) IO KaIUTSAM, TIOCJIE YEeT0 YIANMIOT XONIOAHYI0 O0aHto. Uepes 16 4 BBICPKUBAHUS TIPH KOMHATHON TEMIIe-
parype pactBop BeumBaioT B LiCl (2%, BoaH., 250 mi) u skcTparupyioT stminaneratoMm (100 mi x 3). O6penu-
HEHHBIC opranudeckue ciou npombiBatoT LiCl (2%, BomH., 25 i), Hacem. NaHCO; (100 mir), Hacemn. NH4Cl
(100 mur), coneBbiM pactBopoM (100 mir), cymar Hag MgSO,4, M KOHIEHTPUPYIOT B BakyyMme. HeouwrieHHbIH
OCTaTOK OYHIAIOT XpoMarorpadueil Ha crIHKarene (dTHIAleTaT-rTeKcansl), momydas 1,99 r npomykra amuma ¢
BbIXog0oM 98%. XKX/MC (M+1): 64487.

BsO,

Me O _oEtF
W N Her..p\\Q 1. LIOH, MeOH, H;0, Tr®
-
O,OTNr, ° o é F 2, HATU, NMM, IM®
o >

BsO,
23\{ Q. _oEtr

¢. K pactBopy npommaMeTiiioBoro crnoxHoro 3¢upa (1,98 r, 3,07 mmons) B TT'® (10 1) 1 MeOH (10 mu)
nobasisiror pactBop LiOH (379 wmr, 0,915 mmons, 10 Mt H,O) no xamsim. Yepes 2 4 BeIep)KUBaHUS TIPH KOM-
HATHOW TeMIIepaType MOJYYeHHYIO B pe3ysbTaTe cycneHsuto pazBoasat H,O u momkucnstor 10 pH 1. Boanbrit
CJI0# SKCTparupyrot dtmianeraToM (50 mit x 4). O0beIUHEHHBIC OPTaHUYCCKUE CIIOU POMBIBAIOT COJICBBIM pac-
TBOopoM (75 mur), cymat Hax MgSO, 1 KOHIICHTPUPYIOT B Bakyyme. HeounieHHOE TBEpIOE BEIIECTBO PACTBO-
pstor B JIM® (30 mur) u nobasistor amuHodochunar (1,13 r, 3,74 mmons), a 3atem HATU (2,34 1, 6,14
MMoutb). Cycniensuio oxnaxaarTt 10 0°C u go6asmsaroT N-metunmopdomua (1,70 mur, 15,46 MMOJIb) IO KaruisaM,
TOCJIe YeTo YAAJSIOT XoJoaHyio OaHio. Yepe3 16 4 mpu KOMHATHOHM TemmepaType pacTBop BbumMBaroT B LiCl
(5%, BoxH., 200 mu1) 1 sKcTparupyroT strianeratoM (100 Mt x 3). OObeIMHEHHbIE OPraHMYECKHE CJIOU IIPOMBI-
BatoT LiCl (5%, Bomn., 100 M), HCI (0,5 H, 100 mi), macemm. NaHCO; (100 mu), coneBsiM pactBopoMm (100
M), cymar Hagx MgSO4 1 KOHIICHTPUPYIOT B BakyyMe. HeodnImeHHbIH 0CTaTOK OYHIIAIOT XpoMaTorpadueit Ha

CHJIMKarese (dTWialeraT-rekcanbl) ¢ noixydeHueM 2,17 r npoaykra amuzaa ¢ BeixogoM 78%. XKX/MC (M+1):
912,02.

¢. ®ochunarauen pacteopsroT B CH,Cl, (237 mun) u gerasupyroT pactBop B Teuenue 30 MuH. PacTBop Ha-
TPEeBAIOT 10 KUIECHHS C OOpaTHBIM XOJOMMILHUKOM W M00aBisioT KaTtanmuzartop ['padba Gl (492 wmr, 0,598
MMoutb). Yepe3 20 9 mpu HarpeBaHWHM C OOPATHBIM XOJOJIMIBHUKOM JOOABJISIOT TPHCTUAPOKCUMETIII(DOCHUH
(3,71 1, 29,90 mmous), TEA (8,6 mi, 59,8 mmous) 1 H,O (100 M) 1 peakimoHHYIO CMeCh HarpeBaroT ¢ obpar-
HBIM XOJIOAWIBHUKOM B TeueHHe HOuH. Ilocne oxiakaeHus 10 KOMHAaTHOM TeMIepaTypbl ciion pasaensor. Op-
raangeckuii cioit mpomsrBaioT H,O (100 M), 1/2 maceim. NaHCO;5(100 M x 2), LiCl (5%, BomH., 100 M), co-
neBoii pactop (100 mu), cymar Hag MgSO4 1 KOHIEHTPHUPYIOT B BakyyMe. HeounieHHbII ocTaToK OYHMIIAloT
xpoMatorpaduell Ha CUIIMKareyie (ITHiIaleTaT-TeKcaHsl) ¢ nonydeHueM 1,32 1T mponykra ¢ BeIxogoMm 63%.
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HX/MC (M+1): 884,01.

H(i-Pr,
65 °C

d. Maxkpormukn (1,32 1, 1,49 mmons), ruapokcuxunonuH (523 mr, 1,49 mmoins) u Cs,CO; (973 wr, 2,98
MMoub) cycnenaupytoT B NMP (5,0 min) u HarpeBatot 0 65°C B Teuenue 8 4. Cmech BeummBatoT B LiCl (5%,
BOAH., 50 M) 1 dkcTparupyroT dtrianeTaroM (30 mi x 3). OObeqUHEHHBIE OPTAaHUYECKHE CJIIOM MPOMBIBAIOT
LiCl (5%, BoaH., 35 mu x 3), Hacei. NaHCO; (40 mi), 1/2 maceimn. NaHCO; (50 M), coneBbiM pacTBopoM (50
mu), cymat Haj Na,SOy, ¥ KOHIIEHTPUPYIOT B BakyyMe. HeouneHHbIi 0cTaTOK 0YnIaoT Xpomarorpaduei Ha
CHJIMKarese (dTUialeraT-rekcanbl) ¢ nomydenuem 1,13 r ammHOTHazonma ¢ BeIxogoM 76%. XX/MC (M+1):

997,31.
/] S, ] S,
! N i N/)'"'NH(:‘-Pr) d \é[:j/[N/)"NH(i-Pr)
& P

Q TMSI, MeCN Q o
e ——

H
O/O\n/Nl,
0

e. Amunornason (1,13 r, 1,13 mmons) pactBopsror B MeCN (11,2 M) u oxmmaxaaroT a0 0°C (HabmromgaroT
ocaxxaenue). K oxmaxaeHHOH cycreH3un J00aBisaoT TpuMeThicrmmmtioaua (800 Mk, 5,62 MMOJIb) TIO KaruisaM,
MOCJIe Yero YHalsAIoT XoionHyro OaHro. Uepes 35 MuH BBIACpKMBAaHUS NPU KOMHATHOW TEMIIEpaType pacTBOP
oxnaxaatot 10 0°C u qobasnsior 2,6-mytuaus (1,3 mi, 11,2 mmons), a 3atem MeOH (1,3 mu). PactBop xoHIIeH-
TPUPYIOT B BaKyyMe M ouHmamoT odpameHHo-(a3zoBoit BOXX (MeCN-H,O ¢ 0,1% T®A), noxyqas 1,002 r
docuroBoit KnCTOTH ¢ BEIXOHOM 80%. Janusie 'H SIMP-crekrpockommn (300 MI'tr, CD;0OD): & 8,33 (d, J =
9,9 I', 1H), 8,32 (s, 1H), 7,87 (s, 1H), 7,65 (d, ] = 9,3 I', 1H), 7,33-7,21 (m, 1H), 6,94 (dd, J=7.8, 7,5 'y, 2H),
5,85 (s, 1H), 5,76-5,66 (m, 1H), 5,35 (dd, J = 9,9 I'u, 1H), 4,73 (dd, J=9,3, 7,5 I'u, 1H), 4,18 (s, 3H), 4,15-4,01
(m, 3H), 3,83-3,77 (m, 1H), 3,64 (s, 3H), 3,62-3,55 (m, 1H), 2,92-2,81 (m, 1H), 2,78-2,58 (m, 2H), 2,48-2,32
(m, 1H), 2,07-1,91 (m, 1H), 1,84-1,76 (m, 1H), 1,75-1,22 (m, 23H), 1,19-1,01 (m, 2H), 0,97-0,90 (m, 3H);
(M+1): 969,42.

ITpumep 210. ITonyuenue coenunenus 210.

S,
ST L e,
=

Q Q _oHp _NaOAG TsNHNH,
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“ DME, H0
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209

®ocdunoByro kucmnory (702 mr, 0,632 mMmonb), auerat Hatpust (778 mr, 9,48 MMOJIB) M TO3WITHIPA3UA
(886 mr, 4,76 mmons) cycnienaupyoT B DME (5,75 M) u H,O (575 mxon) u Harpesatot a0 95°C B Tedenue 1,5 4.
TTocne aToro goGasmstoT eme anetat Hatpus (160 mr, 1,95 mMoins) u Toswnruapazun (177 mr, 0,95 mmons) u
cMech HarpeBatoT npu 95°C B Teuenue crneayromux 1,2 4. Ee KOHIEHTpUPYIOT B BaKyyMe, PacTBOPSIOT B Me-
OH, ¢unpTpyror u ounmiaoT obpamenno-dazoroit BOXXX (MeCN-H,0 c 0,1% TDA), momyqas 371 mr doc-
(buHOBOW KHCIOTHI ¢ BhIxomoM 53%. laHHbIe 'H SAMP-cnekrpockonuu (300 MI', CD;0D): 8 8,32 (t, ] = 4,5
I'm, 2H), 7,88 (s, 1H), 7,66 (d, J = 9,3 I'u, 1H), 7,38-7,25 (m, 1H), 6,98 (dd, J = 7,8 T'm, 2H), 5,85 (s, 1H), 4,73
(dd, J =87, 8,4 I'n, 2H), 4,17 (s, 3H), 4,12-3,98 (m, 3H), 3,79 (d, J = 10,5 I'u, 1H), 3,73-3,67 (m, 1H), 3,57-3,50
(m, 1H), 3,43 (d, J = 10,5 ', 1H), 2,94-2,85 (m, 1H), 2,58-2,47 (m, 1H), 2,04-1,91 (m, 1H), 1,85-1,04 (m, 24H)
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1,37 (d, J = 6,6 I', 6H), 0,90 (d, J = 6,6 'y, 3H); 2KX/MC (M+1): 971,28.
ITpumep 211. ITonydenue coenunenus 211.
BsO, BsQ,

OH
OMe | 1o, MeOH N
N

e
BocHN,, A&y © MO, Tre  BocHN, A, ©
= F

a. [IposmaMeTHIIOBBIH c10XHBIN 3¢up (4,85 T, 8,67 MMob) pactBopsitor B MeOH (30 M) u TT'® (30 mu).
K opranmueckomy pacTBopy MeaJIeHHO HO0ABISIOT pacTBOp ruapokcuna gutus (3,60 r, 86,7 mmons) B HO (30
Mi). CMech IepeMeIMBaroT P KOMHATHOM TeMIiepaTtype B TedeHue 1 4, mocie dero ee pazsoasat H,O (20 mu),
noakucistor HCI (1 H) no pH 2 u skcrparupytot stunaneratoM (40 mit x 3). OObeqMHEHHBIE OPraHUYeCcKUe
cion cymat Hax MgSO4 1 KOHIEHTPHUPYIOT B BaKyyMe, Moxydasi 4,55 I KHCIIOTHI C BBIXOZOM 0 HEOUUIICHHOMY
npoaykty 96%.

OFt O, PEt

O/

CbzHN#, P¥-© BH; TT®  CbzHNu. \—©
F H;0,, NaOH F
V. HO

b. Buaunmukinonpomnan gochunar (5,90 T, 13,6 Mmois) pactBopsitor B TT'® (100 M) m MmeaneHHo m1o6aB-
nstoT KoMrieke 6opaH-TT'® (1,0 M B TI'®, 13,6 M, 13,6 mmois). Uepes 2 4 mpu KOMHATHOW TeMIIEpaType
MeIJICHHO M00aBisioT nepokeu Bogopoaa (30% B Boxe, 1,4 mi, 13,6 MMoIb) ¢ TOCIEAYIOIMM H0OAaBICHUEM
ruapokcuaa Hatpus (1,0 M, 17,7 mi, 17,7 MMOJIB) U CMECh TIEpEMEIIMBAIOT B TEUCHHUE JOMOJHUTENHHOTO 1 |
pu KOMHATHON TeMmrieparype. 3ateM cMech pa3Bogat H,O (100 M) u axcTparupyrot stunamneratoM (100 mur x
3). OObenMHEHHBIE OPTAaHUYECKHE CIIOW TIPOMBIBAIOT COJIeBBIM pacTBopoM (100 mur), cymat Hag Na,SO, u KoH-
HCHTPUPYIOT B BakyyMe. HeouuImeHHBIH OCTaTOK OYHMINAIOT XpoMaTtorpadueil Ha cuimkarene (3THaneTar-
reKkcaHbl) ¢ rmoiyueHueM 4,19 r ciimpra ¢ BerxozoM 68%.

0\ /OEt 1 \ OEt =
ChzHNu., ; _ ammanSpouaay ChzHN. g\_g

Agzo DCM

c. Amunocrmpt (1,57 1, 3,47 MMOJ‘IL), ITIOpOMuU (1,50 w1, 17,3 MMoIIb) 1 MoleKy IApHbIe cuta (4 AHr-
ctpema) nepememmBatoT B DCM (17 mun) B reuenune 30 muH. K cmecn mo6aBistoT okcun cepebdpa (2,80 r, 12,14
MMOJIb) ¥ TIEPEMEIINBAIOT €€ IIPU KOMHATHOH TeMIiepaType B TedeHrne Houu. CMech QUIBTPYIOT U KOHIICHTPH-
PYIOT B BakyyMe. HeounImeHHBIH OCTaTOK OYMIIAIOT XpoMaTorpadueid Ha cunkaresue (3THIaneTaT-TeKCaHbl) ¢
MOJy4eHrEM 465 MT alUTMIHPOBaHHOTO MPOTYKTa C BEIXOAOM 27%.

Q\}P’OEt E o\ OEt
CbzHN., \—© TOA, DMS HaN#, \—©
D
F F
,//\/O /\/0

d. Amunroadup (1,43 1, 2,89 MmMmoup) iepememuBaioT B TOA (6 M) u quMeTricyabhuae (2 Mi) mpu KoM-
HATHOW TeMIiepaType B TedeHHe Houu. PacTBop pasBomsaT m3onpomwianeratoM (30 mur)/renranamu (30 min) u
skcrparupyror HCI (1H, 30 M x 2). 3areM opranndeckuid cioil pa3BomsaT rentaHaMu (30 MIT) ¥ 3KCTParupyroT
HCI (1H, 30 mu). Pa3Benenue renranamu u sxcrpakuuio HCl mosropsitor 2x. OObeAnHEHHBIE BOJHBIE CIION
MOALIETaYMBaIOT THAPOKCHIOM Hatpus 10 pH 12 n akerparupyror stmnaneratoM (100 mit x 3). O0beinHEHHbBIE
OpraHWYECKHEe CIIOW TMPOMBIBAIOT COJEBBIM pacTBopoM (100 mu), cymar Hax Na,SO4 U KOHIEHTPUPYIOT B Ba-
KyyMe, roirydasi 754 mr amuHa ¢ BeIxogoM 72%. XKX/MC (M+1): 360,07.

Bs L PR F

TI®,TEA
OH Han.

N + .
BocHN,, o o F CICO,i-Bu
oz P avay

BocHNr

e. [IpomuuoByto kucnoty (303 mr, 0,555 mmons) u TEA (85 mxi, 0,61 mMons) pactBopsitor B TT'D (4,0
i) n oxaaxnaatoT 10 0°C. K pactBopy nobasnstor uzodyrunxmnoppopmuar (80 mxi, 0,61 mmois). ITocne no-
nosmauTeNbHBIX 40 MuH nipu 0°C mob6asmsror amuH (200 Mmr, 0,555 mMmois) B Bunme pactBopa B TI'® (1,5 M) u
TIO3BOJISTIOT CMECH HAarpeThCs 10 KOMHATHON Temreparypsl. Uepes 2 4 mpu KOMHATHOW TeMIIepaType CMeCh pas-
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BomsaT Hackim. NaHCO; u skctparupyroT stminareratoM. OObeJUHEHHBIC OPTaHMYECKUE CIIOU MPOMBIBAIOT CO-
JICBBIM PacTBOPOM, cymaT Haj MgSO, 1 KOHIIEHTPUPYIOT B BakyyMe. HeounIeHHbIH 0CTaTOK OYHINAIOT XpOMa-
Torpadueil Ha cmiMKarene (ITHIANEeTaT-TeKcaHsl) ¢ moiaydeHueM 306 Mr mpomykra amuia ¢ BBIXOAoM 62%.
KX/MC (M+1): 889,87.

N

pcl § C
BocHNy, sy © M BocHN,, Ay © F
o o
. /\/ / 211

f. ®ocounatnuen (986 mr, 1,11 mmons) pactBopsitor B DCM (100 M) 1 pacTBOp /€rasupyioT B TeUEHHE
30 mMuH. PacTBOp HarpeBaroT 1O KHUIICHHS ¢ OOpaTHBIM XOJIOMMWILHUKOM M 100aBisiioT Katanusatop ['padda Gl
(250 mr, 0,31 mMmoup). Uepe3 16 1 HarpeBaHHs ¢ OOpPATHBIM XOJOAMJILHUKOM JOOABISIIOT €Ille KaTajau3aTop
I'pa66a G1 (45 mr, 0,055 mmons). Uepes NOMOHUTENbHBIE 3 9 MPH HArPEBAHWU C OOPAaTHBIM XOJIOIMIHHHKOM
nobaBmsioT emnie katamm3aTop I'pad6a G1 (45 mr, 0,055 Mmmons). Uepes nomoHUTENbHBIE 3 9 TIPYU HAarPEBaHUU C
00paTHBIM XOJIOAMIILHUKOM JTOOABIIAIOT TpHC-THApokcuMeTmidochu (2,3 T, 18,5 mmons), TEA (5,1 mum, 37
MMoutb) U H,O (20 MiT) 1 peakiimoHHYIO CMECh HarpeBaroT ¢ 0OpaTHBIM XOJIOAMIEHUKOM B TedeHune Hour. [Tocme
OXJIKJIEHUS JI0 KOMHATHOH TeMIIepaTyphl CJIoU pa3aelisitoT. Bogusiid cioit mpomeiBaror DCM (50 mut), cymar
Hag Na,SO4 ¥ KOHIICHTPUPYIOT B BakyyMme. HeouneHHbIH 0cTaTOK OYMIIAIOT XpoMaTorpadueil Ha CHiIMKaresne
(aTHnanerar-rexcansl) ¢ monydenueM 440 mr mpoxaykra ¢ BerxonoM 46%. XKX/MC (M+1): 859,93.

v PEt ¢
%\@ S>"NH(I-PF) | ©32C0q, NMP_
BocHN,, C\/O 65 °C
1 ¢ g
S N N/>—NH(I Pr)
o~

o,

BocHN,, C\/O

g. Makporukn (532 mr, 0,62 MMomb), ruapokcuxutoyvH (216 mr, 0,62 mmoinb) u Cs,COs (404 mr, 1,24
MMOJIB) cycnieHaupyioT B NMP (6,0 mi) n HarpeBator 1o 65°C B teyenne 8 4. Cmech BeummBaioT B LiCl (5%,
BOAH., 60 M) 1 dKcTparupyroT dTHianeTaroM (30 mi x 3). OObeqUHEHHBIE OPTAaHUYECKHE CJIIOM MPOMBIBAIOT
LiClI (5%, BoaH., 35 ma x 3), Hackir. NaHCO; (40 mi), coneBbiM pactBopoM (50 M), cymat Hag Na,SOy4 1 KOH-
LHCHTPUPYIOT B BakyyMme. HeEouuIleHHBIH OCTATOK OYMINAIOT XpoMaTorpadueil Ha cuimukarene (MeTaHOII-
STHIIAIETAT) C MOIyYeHUEeM 456 MI aMHHOTHA301a ¢ BBIX0I0M 76%. XKX/MC (M+1): 973,27.

EtR
Bs Ho\\ P \})_: Bs Q OBt
Nu.? ¢ G1 I'pa66a n,b

\\,EtF
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ﬁ 2, MeCN, sacsim, NaHCO 3 (soma.)
%’; o
BocHN,, 3\ m
O\O © o)
Ny S)"‘NH(:—Pr)

0, ,O0H

h. Maxkpouuki (456 mr, 0,468 mmoins) pactBopsitor B MeCN (5,0 M) u TMSI (0,34 mu, 2,35 MMoib) 1o-
6aBistror 1o KarwsiM. Yepes 10 MHH BBIIEpKUBaHMS NPH KOMHATHOHM TeMmeparype, 100aBisioT 2,6-TyTHINH
(0,27 mm, 2,33 mmoib), a 3ateM MeOH (0,27 mi1) 1 pacTBOp KOHIIEHTPUPYIOT B BakyyMme. HeounieHnsiii ocra-
Tok pactBopstoT B MeCN (3,0 M) u go6asmstot Hackim. NaHCOj; (3,0 mu). K nByxcnoiiHoit cucreme no6aBis-
10T N-IIMKI0NeHTHIOKCH(KapOoHIoOKCH ) cykumHuMu (127 mr, 0,56 MMonn). Uepes 2 u BeiaepxkuBanus npu KT
CJIOW PA3ACIISIOT W BOTHBINA CIIOW MOAKUCISIOT 10 pH 2 1 okcTparupyroT stunareratoM (7 mi x 3). O0be1nHeH-
HBIE€ OPTaHUYECKHUE CIOU KOHIEHTPUPYIOT B BAKyyMe U HEOUMIIIEHHBIH OCTATOK pacTBOPSIOT B IM® 1 ounmaror
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HETOCPEACTBEHHO oOpaiieHHo-(pa3oBoii npenapatusHoii BOXKX (Komonka: Phemomenex Gemini Su, CI 8,
110A, 75 x 30 MM, I'pamuent: 30-95% anerorurpuin-sona ¢ 0,1% TDA), nomxyuas 216 mr GpochuHOBOIM KHCITIO-
THI ¢ BBIXOIOM 48%. XKX/MC (M+1): 957,20.

ITpumep 212. Ilonydenue coenunenus 212.

| Ne I :}—-NH«-P
P
Q

)
JOH _NaOAc, TSNHNH,

gﬁ DME, H0
o
g ° o ‘ér\';([s)—nm(l Pr)

O\r >

PGS

docounoByro kucnoty (210 mr, 0,22 MMOIB), alleTaT HATPUS (270 Mr, 3,29 mmoib) U Tozwiaruapazua (310

mr, 1,65 mmois) cycienaupyior B DME (5,0 mur) 1 H,O (500 mxi) n HarpeBatot 1o 95°C B teuenue 2 4. Cmech
oxnaxaator 1o 0°C u gobasmstor HCI (6H, 550 Mk, 3,29 MMOmb) U €€ KOHIIEHTPUPYIOT B BaKyyMe, pacTBOPSI-
10T B MeOH, umsTpytot 1 ounmiarotr odpamenno-dazosoit BOXX (Komonka: Phemomenex Gemini Su, C18,
110A, 75 x 30 mm, I'panuent: 30-95% aneronntpui-soaa c 0,1% TDA), nomyuas 170 mr ¢pochunoBoit kucio-

THI ¢ BBIX0AOM 80%. XXKX/MC (M+1): 959,33
TIpumep 213. Tlonyduenue coenuaenus 213.

TMSI, CHiON
? oet

mr”w 5§ gwﬁgﬁé
(A} (B)

K pactopy (A) (250 mr, 0,272 mmois) B CH3CN (3 mur, 0,1 M) mpu 0°C no6aBisitoT HOAOTPUMETHIICHIAH
(194 mxn, 1,36 mmonb). Peaknmonnyro cMmech mepemermBaroT npu 0°C B Teuenue 5 muH. JloGaBisor 2,6-
nytagud (315 M, 2,72 MMOIIb) W TiepeMemnBaoT B Tedenue 1,5 4. Jlo6amsror MeOH u nmepeMenmmBaioT B
tederune 30 muH. CMech KOHIIEHTPUPYIOT U TIEPEPACTBOPSIOT B MEHUMaIbHOM KommdecTBe MeOH u oummaror
o6pamenno-dasosoii BOXKX ¢ momyuenmem 190 mr (70%) (B) B Bume comn T®A. Jaunsie 'H SIMP-
cnekrpockornuu (300 MI'u, CDCl;): 6 8,15-8,0 (m, 4H), 7,49 (d, J = 7,3, 3H), 7,26-7,04 (m, 5H), 6,74 (dd, J =
7,1 T, J =8,2 I'm, 2H), 5,68 (d, J = 8,2 T'n, 1H), 5,48 (m, 1H), 4,85 (m, 1H), 4,62-4,36 (m, 3H), 4,25-3,99 (m,
5H), 3,48 (t, J = 15,3 I'u, 1H), 3,21 (t, J = 16,5 ', 1H), 2,60 (m, 1H), 2,16 (m, 1H), 1,73-1,23 (m, 22H); nanusie
3P SIMP-criekrpockoruu (75 MI', CDCls): & 42,04. JKX/MC: M+1 = 891.

ITpumep 213. Ilonydenue coenunenus 213.

Me

p-TsNHNH,, NaDAe_ g,
DME H,0, 96°C / ?,OH

o T“&j 0 o T“%Fﬁ

© D)

K pactBopy (C) (35 wmr, 0,039 mmons) 8 DME (1 mur)/H,O (0,1 M) goGasnsiroT n-to3miarunpasug (37 mr,
0,196 mmons) u NaOAc (32 wmr, 0,39 mmons). PeaknmonHyto cmech HarpeBaroT 10 95°C B Teuenue 1,5 9 1 ox-
JMaKIAlT 10 KOMHATHOW TemmepaTypsl. Jlo6aBnstor Heckonmpko kamens 1H HCI, aro6s1 moasectu pH 2. He-
OYMINEHHBIN MPOAYKT OYHIIAIOT oOparenHo-hazoBor BOXX, momygas 12,4 mr kucnotsl (D) ¢ Beixogom 36%.
Jaunble 'H SAAMP-cnekrpockomnuu (300 MI'n, CDCly): 8 8,32-8,24 (m, 2H), 7,92 (d, J = 6,4 T', 2H), 7,56-7,27
(m, 5H), 7,00 (m, 1H), 6,71-6,66 (m, 2H), 5,73 (s, 1H), 5,54 (d, J = 7,3 T'u, 1H), 4,76-4,73 (m, 2H), 4,47-4,43
(m, 2H), 4,14 (s, 3H), 3,39 (t, J = 15,6 I'm, 1H), 3,24 (t, ] = 14,6 ', 1H), 2,61 (m, 1H), 1,79-1,19 (m, 31H); nan-
upie ' P SIMP-criexrpockoman (75 MIt, CDCly) &: 42,77 (s, 1P). JKX/MC: M+1 = 893.

ITpumep 214. Tlonyuenne coennuenunit 214-225.

Hcnonp3ys criocoObl, OJIM3KHE K ONMMCAHHBIM B JAHHOM KOHTEKCTE, MOYKHO TaKXKE MOYYUTh CIICTYIOIIHEC
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coequnenus 214-225.

®epmenTaTUBHAsA akTUBHOCTh NS3. OunmeHHyro npoteasy NS3 KOHBIOTUPYIOT ¢ nentunoM NS4A u 3a-
TeM HHKYOHPYIOT C CEPHIHBIMHU Pa3BEACHUSIMH COSAMHEHHS (B KauecTBE pacTBOpUTENs Hconb3yioT JIMCO).
Peakmuu HaunHaOT M00aBIeHUEM MENTHIHOTO CyOCTpaTa ¢ TBOWHOW METKOW M M3MEPSIOT MOJydYeHHOE B pe-
3y/lbTaTe KMHETHIECKOE TOBHIIICHNE (uryopecteHINU. [IpoBOISIT HENWHEHHYIO PErpeccHio JaHHBIX MO CKOpO-
cTH, 4ToOBI paccuuTaTh 1Csg. AKTUBHOCTh UCXOJHO TECTHPYIOT B OTHOIICHWH T'€HOTHIIA TpoTea3sl 1b. B 3aBu-
CHUMOCTH OT aKTHBHOCTH, IIOJTYYEHHOW B OTHOIIEHUH T€HOTHUINA 1b, MOKHO TECTHPOBATH JOTIOHUATENBHBIE TEHO-
tumiel (la, 2a, 3) w/unu QepMeHThl, YCTOWYMBBIE K MHTHOMTOpPY mpoteazbl (MyTanTel D168Y, D168V wnnmm
A156T). BILN-2061 ncrionb3yloT B KauecTBe KOHTPOJISI BO BCEX aHaIM3aX. B TaHHOM aHanmu3e OLEHHWBAIOT pe-
NPE3CHTaTHBHBIE COCIMHEHHsSI, COOTBETCTBYIOIINE W300PETEHHIO, W, KaK MpaBWio, 0OHApY)KMBAIOT, YTO OHH

018098
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HMCHOT 3HAYCHUA IC50 MCHBIIC YEM HpI/I6J'II/I3I/ITeJ'ILHO 1 MKM.

AKTHUBHOCTb M ITUTOTOKCHYHOCTH perunkoHoB. Kierkun Huh-luc (ctaOmibHO permuuupyonye perinkoH
reroruna 1b 13891uc-ubi-neo/NS3-37ET baprenuntarepa) o0pabaThIBarOT CEpUHHBIMU Pa3BEICHUSIMU COCIH-
HeHus (B KauecTBe pacTBopuTens ucnonb3yor IMCO) B Tedenne 72 4. Unciio KoMl peruimkoHa U3MEPSIIOT 110
OMOIOMHMHECLICHIIMY ¥ OCYIIECTBISIFOT HENMHEHHYI0 perpeccuto ais pacueta ECsy. [lapannensHble MIaHIIeTsl,
00paboTaHHBIE TEMU K€ Pa3BEACHUSIMH JIEKAPCTBEHHBIX IPEMapaToB, aHAIN3UPYIOT HA NUTOTOKCHYHOCTH, HC-
TOJIB3Ys aHAIM3 BeDKHBaeMOCTH KieTok Promega CellTiter-Glo. B 3aBucHMOCTH OT aKTHBHOCTH, JTOCTUTaeMO B
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OTHOIICHHUH PEIUTUKOHa 1b, coequHeHNsT MOKHO TECTHPOBATh B OTHOIIEHHH PEIUTMKOHA FeHOTUNA la u/uiu per-
JIMKOHOB, YCTOHYUBBIX K MHTHOUTOPY, Koaupytomux myrammn D168Y mim Al 56T. BILN-2061 ncnons3yror B
KadgecTBE KOHTPOJIS BO BCEX aHaNM3aX. B JaHHOM aHalW3e OLIEHHBAIOT PENPE3CHTATUBHBIC COSAWHEHHS, COOT-
BETCTBYIOIIME M300pPETEHUIO, W, KaK IPaBWIO, OOHAPYKUBAIOT, 9TO OHM MMeEIOT 3HaueHns ECsy MeHbIIe deM
MPUOTU3UTENTHHO 5 MKM.

I¢d¢eKT CHIBOPOTOUHBIX 0€IKOB HA AKTUBHOCTH PENJIMKOHA

AHaMM3BI PEITUKOHOB TPOBOAT B HOPMAIBHOM cpefie i KiteTouHbIX KyiapTyp (DMEM + 10% FBS (coI-
BOPOTKa TEISYbMX SMOPHOHOB)) C A0OABICHHEM (PU3NOJIOTHIECKUX KOHIIEHTPAIIUH YEIOBEYECKOTO CHIBOPOTOY-
HOTo abOymuHa (40 Mr/™Mi) uimu o-kucioro rimkonporenHa (1 mr/mi). ECsy B IpHCYTCTBHH Y€JIOBEUECKUX ChI-
BOPOTOUYHBIX OenkoB cpaBHUBAIOT ¢ ECs) B HOpManbHOI cpene I onpeneieHnss KPaTHOCTU CIIBUTA aKTHBHO-
CTH.

W3buparenbHOCTh (epMeHTOB. MHrnOMpoBaHue NMpoTea3 MIICKOMUTAIOIINX, BKIJIIOYAs CBHHYIO 3JlacTazy
MOJKEITYIOYHOHN JKeJIe3bl, YEIOBEUECKYIO JISHKOLUTAPHYIO 3J1acTasy, nporeasy 3 M KaTerncuH D u3MepsioT npu
K U1 coOTBETCTBYIOIIMX CYOCTpaToB A Kaxkaoro ¢gepmenta. 1Csy aiast kakaoro ¢gepMeHTa CpaBHHBAIOT C
1Csp, momyueHHbIM ¢ mpotea3oi 1b NS3 mist pacdyera n3dbupatensHoCTH. Penpe3eHTaTHBHBIE COSTUHEHHS, COOT-
BETCTBYIOIINE M300PETEHHIO, TIOKAa3hIBAIOT aKTUBHOCTb.

[urorokcnaHocTh Ha kieTkax MT-4: Knetkn MT4 o6pabaThIBafOT CEpUHBIMU PAa3BEACHUSIME COCIHHE-
HUH B TEYCHHE IITHIHEBHOTO Ieprosa. BEDKMBaeMOCTh KIIETOK M3MEPSIOT B KOHIIE MEpHoia 00paboTKH C HC-
nosik3oBanreM aHanm3a Promega CellTiter-Glo u mpoBomsT HenmuHelHy0 perpeccuto A pacuera CCsy.

KoHnienTpanus coequHeHnid, cBsazanHas ¢ kietkamu npu ECsy: Kymbrypsr Huh-luc nakyoupyroT ¢ coenn-
HEHUEM B KOHIIEHTpanusx, paBHbBIX ECsy. B MHOXecTBe Touek BpeMeHH (0-72 9) KJIETKH MPOMBIBAIOT 2X XO-
JIOXHOW Cpelol M AKCTparupyror 85% areTOHUTPHUIIOM, KpOME TOTO, SKCTPAarupyroT o0pasel cpebl, MoTydeH-
HOM B KaXXIOW TOYKE BPEMEHH. DKCTPAKThl KJIETOK M cpen aHamm3upytor JKX/MC/MC c nensio onpeaeneHus
MOJISIPHOM KOHIICHTPAIMN COEIWHEHHUH B Kakaoi ¢pakiuu. Penpe3eHTaTHBHBIC COCAMHEHUS, COOTBETCTBYIO-
e n300pETeHUIO, TOKA3bIBAIOT AKTHBHOCTD.

PacTBOpuMOCTE M cTaOMIIBHOCTH: PacTBOPUMOCTE OINpeAessioT myTeM oToopa annkBoTel 10 MM ncxoHO-
ro pactBopa B IMCO u nonaydeHust COeqUHEHUs B KOHeUHOH kKoHUeHTpanuu 100 MkM B pacTBOpax TecT-Cpeasl
(PBS, pH 7,4 u 0,1H HCI, pH 1,5) npu o6me# xounenrpaunu IMCO 1%. PacTBopsl TecT-cpensl HHKYOHPYIOT
IpY KOMHATHOW TeMIlepaType MpH BCTPSAXWBAHUH B Te4eHHE | 4. 3aTeM pacTBOPHI HEHTPU(YTUPYIOT U BBIAEC-
JICHHBIE CyTIepHATAHTHI OIICHUBAIOT C TIOMOIIBbI0 BOXKX/Y®. PacTBoprMOCTh OYAYT pacCUNUTHIBATD IyTEM CpaB-
HEHHS KOJIMYECTBA COCAWHECHMSA, JACTEKTHPYEMOTO B ONPEACICHHOM TECT-PACTBOPE C KOJIUYECTBOM, JETEKTH-
pyembiM B JIMCO B TOl ke KOHIeHTparuu. KpoMe Toro, OymyT onpeaensTs cTaOMIbHOCTh COSTMHEHUH MOCIIe
1 94 makyOuposanus ¢ PBS npu 37°C.

CraOWIbHOCTh B KPHOKOHCEPBHPOBAHHBIX YEJIOBEYECKNX, COOAYbUX M KPBICHHBIX remartoimrax: Kaxmoe
coeIMHEeHNe MHKYOHpYIoT 1o 1 4 B cycnensusx rematorutos (100 mxir, 80000 xnerox/mynky) npu 37°C. Kpuo-
KOHCEPBUPOBaHHbIEC I'€NATOLMTHl BOCCTAHABIMBAIOT B OECCHIBOPOTOUHON cpene aist HHKyOupoBanus. CycreH-
3MI0 NepeHocsT B 96-myHouHble wianneTs! (50 Mxn/myHky). CoequHeHNs pa3BoAAT 10 2 MKM B cpene AJst MH-
KyOMpOBaHHS M 3aTeM J100aBISIOT K CYCIICH3MSIM I'elaTOLMTOB /Ul Havyaja MHKyOuposanus. OOpa3ips! 6epyT B
toukax 0, 10, 30 m 60 MHUH TOCJIe Hayaa WHKYOUPOBAaHUS M PEAKIMIO OyIyT TacUTh CMEChIO, COCTOSIIEH W3
0,3% mypaBsuHO# KucTOTH B 90% anetonutpmiie/10% Boae. KoHumeHTpanmio coeqnHeHns B KaKIOM 00pasiie
aHAMM3UPYIOT, ucionb3ys KXX/MC/MC. Tlonmyneproa MCYE3HOBEHUS COCMUHEHUS B CYCIICH3WM T'eMaTOIUTOB
OTIPEeNIeNIAIOT YCTAHOBICHHEM COOTBETCTBHUS JTAHHBIX 3aBHCHMOCTH KOHIICHTPAIIMHA OT BPEMEHH MOHO(a3HOMY
SKCIIOHEHINAJIFHOMY ypaBHEHHIO. [laHHBIE OyAyT TakKe MacmTaOHpOBaTh, YTOOBI MPEICTABUTH BHYTPECHHHH
TIEYCHOYHBIN KIMPEHC W/WIIA OOITUI MMeYeHOYHBIA KITUPEHC.

CraOmIbHOCTE BO ()paKkIUy MEUYCHOYHBIX S9 YenoBeka, COOaKM U KPBICHL: KAKI0E COeTMHEHNE HHKYOHUpY-
1ot 10 1 1 B cycriensun S9 (500 mxu, 3 mr 6enxa/mi) npu 37°C (n = 3). CoeanHenust 100aBISIOT K CyCHEH3UU
S9, uroObl HauaTe MHKYOHpOoBaHue. OOpa3upl 6epyT B Toukax 0, 10, 30 u 60 MuH HOCie Havajla HHKYOHpOBa-
HUs. KOHIEHTpalMio cCoeMHEeHUs] B KaKAOM oOpasue aHanu3upyor, ucnoibdys KX/MC/MC. ITlonynepron
MCUYE3HOBEHUS COCTUHEHHS B CYCIICH3MH S9 ONpenesioTyCTaHOBJICHHEM COOTBETCTBHS JaHHBIX 3aBUCHMOCTH
KOHIIEHTPAIH OT BpeMEHH MOHO(}a3HOMY SKCIOHECHIIMAJIHHOMY YPaBHEHHIO.

IIponuniaemocts Caco-2: CoennHeHUs aHATM3UPYIOT o KOHTpakTy (Absorption Systems, Exton, PA). Co-
€AWHEHUS TPEICTABIAIOT UCTIOHUTEIIO IS IPOBEICHUS CIIETIOTO aHalu3a. byayT usmepars kak npsmyio (A-k-
B), Tak u obpatnyo (B-k-A) nponumnaemocts. MoHociaon Caco-2 BeIpalIMBAIOT 1O KOH(IIIOIHTHOCTH Ha TO-
KPBITBIX KOJIJIAT€HOM MHKPOIIOPHUCTHIX MOJIMKApOOHATHRIX MeMOpaHax B 12-myHouHbIX Tutanmerax Costar Tran-
swellRR. CoennHeHUs JO3UPYIOT HA alTMKATLHYIO CTOPOHY JUTSI IPSAAMOM MpoHutiaeMocth (A-k-B) u

JIO3UPYIOT Ha 0a3ojiaTepallbHYyI0 CTOPOHY Uit oOpaTHOW mpoHunaemMoctu (B-k-A). Kietkn uHKYyOHpYIOT
npu 37°C ¢ 5% CO, B TepMocTaTe ¢ yBlaKHeHHEeM. B Hadane MHKyOMpOBaHUS U B TOYKaxX 1 4 u 2 4 mocie uH-
KyOMpOBaHMS U3 NPUHUMAIOLIEH KaMepsl 0TONpatoT anukBoTy 200-MKII M 3aMEHSIOT cBeXnM Oydepom st aHa-
n30B. KOHICHTpanuio coeTMHeHNS B KaxIoM o0pasiie onpeaessroT ¢ momoisio XKX/MC/MS. PaccuntsiBarot
a¢pexTuBHYIO TpoHHIaeMocTs Papp. Csi3piBaHME OeIKa MIa3Mbl:

Casi3pIBaHMEe OeiKa IIa3Mbl H3MEPSIOT ITyTEM PaBHOBECHOTO auainu3a. Kaxaoe coequHeHnEe BBOISAT B YHC-
TYIO TUTa3My B KOHEYHOU KoHIeHTpanuu 2 MKM. [Tnasmy mocie BBeaenust u pocdatubiii 0ydep momemaror B

- 129 -



018098

MPOTHUBOMOJIOKHBIX CTOPOHAX COOpaHHBIX KaMep ISl AUAJIN3a, KOTOpbIe 3aTeM OyIyT MeJUIEHHO BpallaTh B Oa-
He nipu 37°C. B koHIE MHKYOHUpOBaHUS OINPEAEIAIOT KOHIIEHTPAUIO COCIUHEHHS B IUIa3Me U GocdaTrHOM Oy-
(epe. Jloy0 HECBSI3aHHOTO PACCUNUTHIBAIOT, HCIIONB3YsI CIEAYIONIEE yPABHEHHUE!

1000[-——L——-)
% HeceszaHHOro = C+C

b

rae Cyu C, mpeacTaBisiioT co00¥ KOHIICHTPAIIMU CBOOOTHOTO M CBS3aHHOTO, OMpENesieMble KaK KOHIICH-
Tparuu B Oydepe u mia3Me mociie Auain3a, COOTBETCTBEHHO.

Ompenenenue npodust CYP450.

Kaxnmoe coemuHeHHe WHKYOHPYIOT ¢ KaXIBIM U3 5 pexomMOmHaHTHBIX (pepmentoB CYP450 yemoseka,
Bkimouass CYP1A2, CYP2C9, CYP3A4, CYP2D6 u CYP2C19 B pucyrctBun u B orcyrctBue NADPH. Cepuii-
HBle 00pa3ipl OynyT 0TOMpaTh N3 MHKYOAMOHHOM CMEcH B Hadaje MHKyOMpOBaHHMS M B Toukax 5, 15, 30, 45 u
60 MUH Tocne Havana MHKyOuWpoBaHUs. KOHIIGHTpaluiO COCAMHEHHS B WHKYOAITMOHHOW CMECH OIPEICIISIOT
KX/MC/MC. Hdomo coequHEHHs, OCTAIOIIYIOCs TOC/e MHKYOHMPOBaHMS B Ka)kKAO# TOYKE BPEMEHH, PAaCCUHTHI-
BAaIOT ITyTEM CPAaBHEHUS C 00pa3IoOM B Havaie HHKYyOUPOBAHUS.

CraObWIbHOCTD B KPBICUHOM, cOOaubell, 00€3bsIHbCH M YeIOBEUSCKON TIIa3Me.

CoenuHennst OyayT MHKyOMpoOBaTh A0 2 4 B Iia3Me (KpBICHHOH, cobaubeil, 00e3bsHbeH WM YesloBede-
ckoit) ipu 37°C. CoemuHeHUsT JOOABIAIOT K TUTa3Me B KOHEYHBIX KOHIEHTpanusax 1 m 10 MKr/mii. AJTHKBOTHI
OepyT B Toukax 0, 5, 15, 30, 60 u 120 mun nocie godasneHus coequHeHus. KOHIIEHTpaIuio COeAMHEHUN W OC-
HOBHBIX METa0OJIMTOB B KXKI0H Touke BpeMeHu uzmepstot JKX/MC/MC.

Bce nmyOmukariy, TaTeHTH! U MaTCHTHBIE TOKYMEHTHI BKIIIOUEHBI B BHJIE CCBUIKU B TaHHOM JIOKyMEHTE, KakK
ecyi Ob OHM OBLTM OTHETHHO BKJIFOYCHBI B BHJE CCBHUIKH. V300peTeHHE ONMMCAHO CO CCHUIKOM Ha pasimyHBIE
KOHKPETHBIC U MPEIIMOYTHTEIEHBIC BAPUAHTHI OCYIIECTBICHUS U CIIOCO0BI. OHAKO CIIEAYET UMETh B BUIY, UTO
MOJKHO C/IeJaTh MHOXECTBO BapHUAHTOB M MOAM(DUKAIUI, OCTaBasCh MPU 3TOM B paMKaX CYINIHOCTH U 00beMa
M300peTeHMS.

OOPMYVYIIA U3OBPETEHUSA
1. ®ochunarHbIe coeauHEeHUS HOpMyIHI |
z 2
’l‘s L' __-OH
3 N \
7 Re 0]
/ N

N
R z Q'
728 i

e R? o3Havaer -C(0)0OC,-Cgamkumn, -C(O)OC;-Cynukmoankmi, -C(O)C;-Cgankun, -C(O)C,-Cganmkun, 3a-
MEIICHHBI TI0 MEHBIIEH Mepe OIHHM 3aMECTHTENIEM, BBIOPAHHBIM M3 TPYIIBI 3aMECTHUTENCH, BKIIOUAONIEH
rayioreH, amuHorpymy, ¢perunt, -C(O)CH,Cs-Cgrmknoankui, Ceapuni, Heo0sA3aTeIbHO 3aMEIIeHHBIH 3aMECTUTE-
JieM, BEIOpaHHBIM M3 TPYIIEI 3amectuteneid, Bkmodaromiei C,-Ceankun u CF3, C3-Cgrerepoapmi, coaepKarimii
oT 1 1o 4 rerepoaroMoB, BRIOPAHHBIX M3 T'PYIIIBI TETEPOATOMOB, BKIIOUaomend N u S, HeoOs3aTeIbHO 3aMe-
meHnabiit C-Ceankmiom, -SO,-C,-Ceankuit, Heo0s3aTeIbHO 3aMEIIeHHBIN 1T0 MEHBIIICH Mepe OJHUM TajOTeHOM,
-C(CH3)C=NHC,-Cgankui, Heo0s3aTCIHLHO 3aMEIICHHEI [T0 MEHBIIICH Mepe OJHUM TaJIOTCHOM;

Y' nesaBucumo npencrasmser coboii O;

Z npencrasisiet coboit O;

7' o3Havaer

Ry N=
Ra NS
=
o
ot

R mpezacrasiser coboit H win (C))ankokeu;

R’ npexacrasisier coboit H, F, Cl, Br, I unu (Cy_g)ankw;

7> npencrasiset cobort H, (Cy¢)ankun, (C,.g)ankennn mwin (C,.g)alKHHII,

Q' npencrapiset coboit (Cyg)amkm, (C,.g)alKeHUIT;

Ve npenacTapisieT coboit H; nmm

Q' u Z* BMecte 06pasyior HeoGs3aTenbHo 3amernennyio Ci-Cgankmiom rpymmy -(CH,),-(CH=CH),, rae
n=5-8, m=0-1, mpudem 1o MeHbIIeH Mepe oaHa u3 -CH,-rpymnm MoxeT ObITh 3aMelieHa 10 MEHBIIEH Mepe Of1-
HOW rpynmoi, BeiOpanHoi u3 rpymnn O, NH u -SO,-;

Al npeacrasiseT coooit H;

R¢ mpeactasnsier coboit H, C;-Cganxun, C,-Ceankenmi, C,-Cqankunmi, Ceapun, Cs-CgreTepoaput, BKITIO-
garonuii ot 1 10 3 rerepoaToMoB, BRIOPAHHBIX M3 TPYIIIBI TeTepoaromMoB, Bkimodatomieil N, O u S, wim Cs;-
CLIMKIIOAJIKIT,
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Ry HEoOs13aTenpHO 3aMelIeH N0 MeHbIIEH Mepe oHUM Rg;

KaxkJaoe R, HezaBucumo mpejcraBiseT coboit ramo, ruapokcH, muaHo, Ceapunrio, Cs;-ClMKIOaNnKu,
Cgapui, Cs-Cgrerepoapmil, BKIIOYAOIMNUNA OT 1 10 3 TeTepoaToMoB, BBIOPAHHBIX W3 TPYIIBI T€TEPOATOMOB,
Brouatomedt N, O u S, C,-Cgankoken, NRyR;, -C(=O)NRyR;, Te Kaxaplii apui U reTepoapuil HeoOs13aTeIbHO
3aMelneHsl Mo MeHbmeil Mepe ogHuM C,-CgalKiiIoM, Tajo, THAPOKCH, ITMaHo, HUTpo, amMuHO, C;-CsalkokcH,
ranoC,-CeanxminoMm min ranoC,;-CyalkokcH, 1

kaxaeiid Ry, m R; HezaBucumo npexacrasisiet coboit H, Ci-Cgankun win C,-Cgranoankur,

WM UX PapManeBTUIECKH pUeMyIeMast CoJlb.

2. Coesuuennus 110 11.1, B KOTOpbIX Z' BEIGPAHO M3 IPYIIIBI, COCTOSIIEH 13

<

HN:
N={,
HCO. N A
=
O
HN-‘< '
cl N=
HyCO Ng AS
=7
L
HN " N’<
F N=
Br N=
HsGO. N
¢ S HaCO N ASAS
Z =
Ogs b
il
Me N=
HyCO. N A
=
Ogf

3. Coenunenus 1o 1.1, B koTopsixm Ry mpencraiser co6oit (Ci_g)ankmi, 3aMeIeHHbIH (PEeHUIBHBIM LUK~
JIOM, KOTOPBIH HEOOS3aTeNbHO 3aMelIeH OaHuM, nByMs win Tpems C;-Cgankuiamu, rajio, TUAPOKCH, IIHAHO,
HUTPO, amuHO, C;-Cgankokcu, ranoC,-Ceankmiamu mwim ranoC;-CgamkoKkcy.

4. CoemuHeHus 10 1. 1, B KOTOPBIX Ry mpencraBnseT co6oii 6eH3n min (eHETHII, KOTOPHI HeOOs3aTEIbHO
3amerneH oxHuM, naByMms wim Tpemsi C;-Cgankuiaamu, rajio, THAPOKCH, IIHAHO, HUTPO, aMuHO, C;-CsalkoKcH,
ranoC,-Ceankmnamu nin raaoC-CgaakoKcu.

5. CoemuHenwust 1o 1.1, B KOTOpBIX Ry mpeacrasnser coboit H, MeTwi, 3Twi, mpomnwi, OyTHII, [IHKJIOTPO-
MUIMETHI, 3-OyTeHWNI, 2-METHIIIPOINWI, W30MPOINMWI, BHHWI, IUC-1-IPONCHMWI, TpaHC-1-mpormeHun, Iuc-1-
OyTeHW1, 2-METWINPONCHWI, 2-(CHWIBMHWI, 2-QEeHWISTHHWI, 3-MeTHNI-2-OyTeHWNI, 2-THAPOKCHATHI, 2-
THIIPOKCHU-2-METHIIPOIIII, [TUAHOMETIII, METOKCHMETHI, N-(2,2,2-Tpu(pTOpITHII)-2-aMUHOATII, (DEHeTHI, 2-
xnoppenernn, 2-propdenermi, 2-mermwindeHetw, 2-xyaop-6-¢propdeHerwn, ¢eHmnTHOMETHI, OeH3WI, 4-
¢ropbensun,  3-¢pTopbensmi, 2-GpTopOeH3wy, 4-IMAHOOEH3WN, 3-IMAHOOEH3WJ, 2-IMaHOOCH3WI, 4-
METOKCHOEH3WJ, 3-METOKCHOEH3MI, 2-MeTOKCHOeH3mya, 2-OpoMOen3wi, 2-TpudTopMEeTOKCHOCH3MI, —2-
M30TIPOMTOKCHUOCH3MII, 2-METHI0EH3HI, 3-MeTHIIOEH3HIL, 4-MeTHIOEH3 I, 2-3TUAOEH3 I, 4-
TPUPTOPMETIIIOCH3MI, 3-TpUPTOPMETHIOCH3M, 2-TPUPTOPMETHIIOCH3WI, 4-XI0pOeH3m, 3-XJIopOeH3WI, 2-
xyopOen3mi, 2,6-nudropoeHsmi, 2-xXJIop-6-pTopOeH3mwI, 2,6-TuXIopOeH3mI, 2-MeTOKCH-6-pTopOeH3mwI, 2,6-
quMeTHIoeH3mn, 2,6-mudrop-3-xmopoensmi, 2,6-audTop-4-xmopoenswn, 2-xyop-3,6-nudropoensun, 2,3,6-
TpudTOpOeH3WI,  3-x50p-2,4-mudpTopdensmn, 2-xmop-3,6-nudropdensun,  2,3-auxiop-6-¢pTopoeH3wi,  2-
HUTPOOCH3WI, 2-aMHHOOCH3WI, 2-THEHWIMETWI, 2-QypuimMerwn, 3-Gpypuiametwi, S-tpudropmerundyp-2-
WIMETUI S5-TIHPa30JIWIMETHI, 2-0KCA30IMIMETHII, 4-METUATHA30-2-UIMETW, 3-MUPUIUI, 2-TUPUIUIMETH, 3-
THUIPOKCU-2-MIUPUIUIMETHI,  6-XJIOP-2-MUPUAUIMETHI, 2-MUPasUHUIMETUN, S-MUPUMUIVHUIMETWI, 2-
TUPUMHUIUHUIMETHI, 4-TAPUMAIUHWIMETHI, (QeHmn, 2-tuazonwi, N,N-IHuMeTHIaMHHOKApOOHUIMETHI, N-
METHIAMHHOKAPOOHUIMETHI, AMUHOKAPOOHUIMETHII, |-IIPOTUHIIT MK 2-METUITHA30II-4-FITMETHIL.

6. CoenmHenust 1o 11. 1, oXBaTeIBaeMble 00IIeH CTPYKTYpHOU opmyioit 111

o
’r Ll __OH
N N

7 R am
N

N
Rj — M b4 Ql
72 \1

rae R; mpexacraenger coGol LUKIONEHTHIOKCHKApOOHMI, 1-[N-(2,2,2-Tpu(TOp3TUI)IMHIHO|TUI, OL,0L-

Z1
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mudropdenern, nukiIoneHTmaneTw, Oyranoun, 4,4,4-rpupropoyranonn, 3,3,3-tpudropnponuicynbhoHu,
3,3-muMeTHIIOy TAHOWIT, IIUKIIOTICH THIIAMIHOKApOOHWI, 2-HOPOOpHAHUIIALICTHII, 2-aMHAHO-3,3-TMMETHIOY TAHOWII,
4-metuneHun, 4-tpudTopMeTrIIheHMIT, 3-tpudTopmeTHIheHNI, 2-TpudTopMeTIIIHESHNT, 3,3,3-
TpUpTOpIpONaHOU, 5,5,5-TpUPTOPIIEHTAHOWI, TPET-OyTUIAMHUHOKAPOOHM, 2,2-IUMETHITPOMOKCUKAPOOHMIT
WK 4-TpeT-OyTHITHA30II-2-1]T,

1 uX (apMareBTHIeCKH IPHUEMIIEMBIE COJIH.

7. CoequHeHus 110 1. 1, 0XBaThIBaeMble 001IeH CTpyKTypHOU hopmymoit IX

1 o

z ’i‘s Ll __oH
h b\“/N \Rf
/ N Iy
Rz N z
Z2h

4l
Y o

HC
s o

1 uX (GapMaIeBTHIeCKH IPHUEMIIEMBIE COJIH.

Re

&)

n ux (bapMaIIeBTI/I‘IGCKI/I MMPUEMJIEMBIC COJIH.

9. Coenmnenust 1o 11. 1, OXBaThIBaeMbIe 00IIeH CTpYKTYpHOH hopmyoit X1
o

Ll/OH

N

< z
N
Zz—>
“

Re o))

z

Z—— 1

N
b

i

&
0>
o

1 uX (hapMaleBTHYECKU IPHEMIIEMbIE COJIM HITH ITPOJICKApCTBEHHbIE ()OPMBI.
10. Coenunenus 1o 11. 1, oXBaTbIBaeMbIe 001IeH cTpyKTypHOU hopmymnoit XII

LI/OH

n ux (bapMaIIeBTI/I‘IGCKI/I MPUEMJIEMBIC COJIN.

11. Coenunenns 1o 1.1, oxBaTbiBaeMble 00eit cTpykTypHOit hopmynoit XIIT

2! ,l\:l U/OH
H \R
N f (X
R’/N z
225 v

o
1 UX (hapManeBTHYECKU IIPHEMIIEMBIE COJIH.
12. Coenunenns 110 11.1, oxBaTbIBaeMble 001Iel cTpyKTypHO# hopmyoit XIV

z

1 UX (hapManeBTHYECKU IPHEMIIEMBIE COJIH.

13. Coenunenns 110 11.1, oxBaTbIBaeMble 001IeH CTpYKTYypHO# hopmyoii IV
o

U/OH

N

R¢

z

awv)

n ux (bapMaIIeBTI/I‘IGCKI/I MPUEMIIEMBIC COJIN.

-132-



018098

14. Coenunenus 110 11.1, oxBaTbIBaeMble 00IIei CTPYKTYypHOI hopmyioit V
[¢]

A Ll _OH

1 UX (hapManeBTHYECKU IIPHEMIIEMBIE COJIH.
15. Coenunenns 1o 11.13, oxBaThIBaeMBbIe 001IeH CTPyKTYpHO# (opmynoii VI

[o}
Ll/OH

N

Re

rae R; mpexacrapnger coGol LUKIONEHTHIOKCHKApOOHMI, 1-[N-(2,2,2-Tpu(TOp3TUI)IMHUHO|TUI, OL,0L-
mudropdenern, nukIoneHTUIaneTw, Oyranoun, 4,4,4-rpuptopoyranonn, 3,3,3-tpudropnponuicynbhoHu,
3,3-muMeTHIIOy TAHOWIT, IIUKIIOTICH THJIAMIHOKApOOHWI, 2-HOPOOpHAHUIIALICTHII, 2-aMHUHO-3,3-TMMETHIOY TAHOWII,
4-metnndenun, 4-tpudropmermipeHn, 3-tpudropmerrndenu, 2-TpudTopMeTHIIHEHII, 3,3,3-
TpudTOopnponaHoma, 5,5,5-TpUPTOPIEHTAHOWI, TPET-OyTHIAMUHOKapOOHNIL,2,2-TUMETIIIIIPOIIOKCUKAPOOHHIT
W 4-TpeT-0yTHATHA30I-2-1JI,

WM UX (hapManeBTHYECKU IPUEMIIEMBIE COJIH.

16. Coenunenus 1o 11. 14, oxBaThIBaeMbIe 00IIeH CTPYKTypHOH dopmyioit VII
(o]

[ o

Ry

z

(VI

rae R; mpexacraenger coGol LUKIONEHTHIOKCHKApOOHMI, 1-[N-(2,2,2-Tpu(TOp3TUI)IMHIHO|TUI, OL,0L-
mudropdenern, nukiIoneHTuaneTw, Oyranoun, 4,4,4-rpupropoyranonn, 3,3,3-tpudropnponuicynbhoHu,
3,3-muMeTHIIOy TAHOWIT, IIUKIIOTICH THJIAMIHOKApOOHWI, 2-HOPOOpHAHUIIALICTHII, 2-aMHUHO-3,3-THMETHIOY TAHOWII,
4-metnndenun, 4-tpudropmermipeHn, 3-tpudropmerrndenu, 2-TpudTopMeTHIIHEHII, 3,3,3-
TpudTOpIpOnaHOM, 5,5,5-TpUTOPIIEHTaHOWN, TPET-0yTHIaMUHOKApOOHM, 2,2-ANMETWIPOIIOKCHKAPOOHHIT
W 4-TpeT-0yTHATHA30I-2-1JI,

WM UX (hapManeBTHYECKU IPUEMIIEMBIE COJIH.

17. Coenunenus 1o 1. 1, oXBaThIBaeMbIe 00IIeH cTpYKTYpHOU hopmyoi XV

1 UX (hapManeBTHYECKU IIPHEMIIEMBIE COJIH.
18. Coenunenus 110 11.1, oxBaTbIBaeMble 001Iei CTpyKTypHO# hopmyioit XVI

"r E _oH
) —_<
/ . Re ®vD
R2/N z
Y1
z25
Y4
_—

1 UX (hapManeBTHIECKN IPHEMIIEMBIE COTIH.

19. Coenunenns 1o 1.1, oxBaTbIBaeMble 0011IeH cTpyKTypHO# hopmyrnoit XVII
z! ?

’I*3 Ll _-oH

AN

n ux (bapMaIIeBTI/I‘IeCKI/I MPUEMIIEMBIC COJIH.
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20. Coenuuenns 110 11.1, oxBaTbIBaeMble 001eit cTpykTypHOit hopmynoit XVIII

U ero apMareBTHUECKH MPUEMIIEMYIO COJIb.
21. CoenuHenus 110 11.1, oXBaThIBaeMble 001Iei cTpyKTypHO# hopmynoit XIX

rae R, npexacrasmnser co6oit H wiu (C)amkokcwy;

Ry, mpencrasmisier coboit H, F, Cl, Br, I umu (Cy_g)ankmu;

R¢ mpencraBnsieT coboit C-Cgankmi, koTopsiid 3amenieH CgqapriaioM, KOTOPEIM HE00sS3aTeIHHO 3aMEIIeH 110
Menbieir mMepe omHuM C;-CgankuiaoM, rano, THAPOKCH, [uaHo, HUTpo, amuHo, C,-Ceamkokch, raioC-
CeankniioM wid rajfoC;-CsalIKOKCH, 1

R, mpencrasiser coboit H nmm (C,_g)ankm,

1 uX (hapMareBTUIECKH TPUEMIIEMBIE COJIH.

22. CoenuHeHHS 110 11.1, oXBaThIBaeMble 00IIei CTpyKTypHO# hopmynoit XX

[,

rae R, npexacrasnser co6oit H wu (C)amkokcwy;

Ry, mpencrasnset coboit H, F, Cl, Br, I unu (C_¢)ankww;

R¢ mpencraBnsieT coboit C-Cgankm, koTopsiid 3amenieH CgqapriioM, KOTOPBIH HE00sA3aTeIHHO 3aMEIIeH 110
MeHbIe Mepe onauM uiu 6onee C-CgaIKuiioM, rajio, THIPOKCH, ITHaHO, HUTPO, aMuHO, C,-CgalikokcH, Ta-
110C;-Cgankunom i ranoC,-Cgankokeu, u Ry, npenacrasnser codoit H nmm (C_¢)ankw,

1 uX (GapMaIeBTHIeCKH IPHUEMIIEMBIE COJIH.

23. Coenqunenns 1o .21 wim 22, B KOTOpBIX R, ipencranisier co6oii (C.¢)amKokcH.

24. Coenqunenns 1o .21 wim 22, B KOTOPBIX R, ipencTasiser co60i METOKCH.

25. Coeaurenust o m.21, B koTopbIx Ry, mpencrasnser coboii H, F, Cl, Br, I wm (Cy_g)amku.

26. Coenuuenns 1o 1.2 1, B KOTopbx Ry, nmpencrasnser coboit H.

27. Coequnenust 1o m.21, B koTopbix Ry, mpencrapmset coboii F, Cl, Br wu 1.

28. Coenuuenus 1o 1.2 1, B KoTopbix Ry, npencrasmnset coboit Cl.

29. Coenunenns 1o 1.2 1, B KoTopsIx Ry, mpeacrasisier co6oii (C.g)ankui.

30. Coenunenus 1o 1.21, B kKoTopbix Ry mpencrasisetr coboit (C¢)ankuwi, 3aMemeHHbIH (eHUITBHBIM ITHK-
JIOM, KOTOpBIH HE0Os3aTeNbHO 3aMelleH ogHuM, IByMs min Tpems C-Cqankminamu, rajio, THAPOKCH, ITHAHO,
HUTPO, amuHO, C;-Cgankokcu, ranoC,-Ceankmiamu mwim ranoC;-Cgamkokcy.

31. Coenunenns no m.21, B koTopeix Ry mpencraBnsieT coboit 6eH3mI win (GpeHeTns, KOTOpsId Heobs3a-
TENBHO 3aMemieH oxHuM, OByMs win Tpems Ci-Cqankumamu, rajo, THAPOKCH, HHAHO, HUTPO, aMmuHO, C;-
CeankokcH, ranoC,-Cgankunamu wiH ranoC;-CyalKoKCH.

32. Coeaunenns mo 1. 21, B KoTopbIX Ry mpencrasnser co6oit 2,6-audTopOeH3mII.

33. Coeaunenns mo m.21, B KOTOphIX Ry, mpencrasiseT co00i METHIL.

34. Coenunenus o m.21, B KOTOpBIX R, mpencrapiser coboit BOAOPOI.

35. ®ocduHaTHOE coeMHEHNE, OXBAThIBAEMOE CTPYKTYpHOH opmynont XXI
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U ero papMareBTHYECKH MPUEMIIEMbIE COJTH.
36. ®ochuHaTHOE COCTMHEHNUE, OXBATHIBAEMOE CTPYKTYpHOU hopmymoit XXII

HyCO. N A
P
Q _oH
<:L P ()jl/ N
NH
o} N
N o
: % F
N
(XXID)

1 ero GapMareBTHUECKH MPUEMIIEMBIE COJIH.
37. ®ocduHaTHOE COEMHEHNE, OXBAThIBAEMOE CTPYKTYpHOU popmynoit XXIII

HC™ N

1 ero GpapMareBTHUECKH PUEMIIEMBIE COJIH.
38. Coeaunenns 1o 1.1, oxBaThIBaeMble 00IIEH CTPYKTYpHOH popmymnoit XXIV

z! Ts ﬁ/OH
7 b\r S
N
N,
R z
A (KXIV)
/

22

U uX (hapManeBTHYECKU IPHEMIIEMbIE COJIH.
39. Coenunenus 1o 1.1, oxXBaThIBaeMbIe 00IIIeH CTPYKTYpHOU hopmyoit XXV

Z|

"'\3 _-OH
N

/ “’

N
N
R z
2 Y! XXV)

1 UX (hapManeBTHYECKN IPHEMIIEMBIE COJIH.
40. Coenuuenue 110 11.1, oXBaThIBaeMble 00IIEH CTPYKTYpHOH popmyinoit XX VI

n ux (bapMaHeBTI/I‘IGCKI/I MPUEMIIEMBIC COJIN.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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