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AHHomauyus. CuHmesuposaHbl Hosble ¢hmopcodepxawue 1,2,4- u 1,3,4- okcoouasosi akpuouHbl.
WccnedosaHa peakyuoHHass cnocobHocmb neHmagpmopgeHusibHbIX NPOU3BOOHbLIX C HEKOMOopPbIMU
HyK/1ieogpuiamu.

Knrouesblie criosa: AKpUuOUH, hmopupoBaHHble oKkcaouasosibl.

B HacTosiliee Bpemsi GOMblUOE BHUMaHWE YAEensieTcsi MOMCKY HOBbIX GUOSIOMMYECKN aKTUBHbIX
BELlecTB psiga akpuavHa[l]. PaspaboTaHbl 1 BbiNyckaroTcs hapMaleBTUHECKO MPOMbILLIEHHOCTbIO
npenapatbl Ha OCHOBE MPOM3BOAHLIX aKpUAMHA: MENakpuH, akpudiaBuH, amckapuH [2]. 3Tu
NeKapcTBEHHbIe CPeACcTBa NpeHa3HaueHbl 415 IeYeHns Mansipum, MHAIEKLMOHHBIX Y OHKOMOTMYECKMX
3aboneBaHuwii. Kak 1 MHorve npenapartbl, UCMO/b3yemble NpU XUMUOTepanui, Bbille Nepeync/ieHHble
npenapatbl 06/1a4at0T HEKOTOPbIMW HEAOoCTaTKaMK, K YWUC/TY KOTOPbIX OTHOCUTCSI TOKCUYECKOE
[elicTBMe Ha pa3nnyHble opraHbl opraHu3ma. MoaTomy BadkHOV 3agayeil CTosILEl nepes, XMMyKamm
SIBNSIeTCS pa3paboTka HOBbIX 60/1ee 3DEKTUBHbBIX SIEKAPCTBEHHBLIX CPEACTB.

OHVM ¥3 HanpasfeHWii pPaboT, MO3BOMSLMX PEWUTb 3Ty 3ajady, SIBSETCA XUMUYeckas
mMoaudhukauma akpuavHa. BBepeHue apmMakogOpHbIX Tpynn B MOMEKYNy akpugumHa Mo3BOSUT
M3MEHWUTb KaK XapakTep 6GMOMOrMYeckoil akTMBHOCTU, Tak U CTeneHb AeicTBUA cy6CTaHuuM Ha
opraHvi3m.

B pa6ortax [3,4,5,6] noka3aHo, 4TO TakuMun dpapmakopopHbIMY chparmeHTamm MoryT sABAsaTbCA 1,2,4-
n 1,3,4-okcagmasonbl. Kpome TOro, CyLIECTBEHHOE BJ/IMSIHME Ha (PU3MOMOTMYECKYIO aKTUBHOCTb
610M0rMYecKn aKkTMBHbIX BELLEeCTB OKa3blBaeT BBeEeHVWe B WX MOSeKy/sly aToMoB dotopa. Tak, B
4aCcTHOCTM, BBeieHUe (pTopcosepallero a/ikubHOro 3amecTuTesis B MOJIeKy/ly akpuoHa noBbilaeT
€ro NpoTMBOMaIApuiiHbIe CBONCTBA [7].

Takum o6pasom, uenb paboTbl ABNANOCL pa3paboTarb MeToAbl CUHTE3a W MOMy4YuTb Psf
coefiHeHNn — dTopcoAepxalimx npou3BOAHbIX akpuguHa ¢ 1,2,4- un 1,3,4-0KcagmasonibHbiM
hparmeHTOM.

VicxogHbIMM coefvHEHVAMU ANA CUHTE3a (PTOPMPOBaHHLIX 1,3,4-0KCOANA30/1bHbIX MPOU3BOAHBIX
cTanu 2-(9-okcoakpuanH-10(9H) un)auetornapasvabl [8]. KOMOMHMPYS COOTBETCTBYOLWMIA rnapasng, ¢
TPUPTOPYKCYCHbIM aHrmMapvaoMm, nepTOPNPONYOHOBbLIM aHrmMapuaom nnu
neHTaTOpObEH30MNXTOPUAOM, C MOC/eaYIoWen uukaM3aumeli nofnyyYyeHHoro 6uc-auunrmgpasnia B
nonudgoccopHoli kucnote (M®K), ¢ Bbixogamm 60-80 %, 6bLIM NOAyYeHbl akpuauHbl la-2c,
cogepxatme 1,3,4-okcaamasonbHblli hparMeHT ¢ hTOPMPOBaHHLIM 3aMeCTUTENEM.
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R=H, Rf-CF; (1a); R=H, Re=CFyCF, (1b); R=H, R=C,F; (1c);
R=F, R;=CF; (2a); R=F, Ri=CF,CF, (2b); R=F, R=C4Fs (2¢).

[na nonyyeHua dptopupoBaHHbIX 1,2,4-0KCaana3osibHbiX NPOV3BOAHBLIX 3EKTUBHBIM ABMSAETCA
METO[, C MCNOMb30BaHNEM amMWAOKCUMOB W MepdTOPUPOBaHHBLIX aHMMApUA0B WK X10paHrnapuaoB
KapbOHOBbLIX KUC/IOT B KayecTBe WUCXOAHbIX nonynpoayktos [9,10]. Takoi meTon nogoxoaut Ans
CUHTe3a nNepTopUpPoBaHHbIX 1,2,4-0KkCaamnason akpuanHoB, B HaLLIEM Crlyyae OH NpakTUYeckn He faeT
NO6GOYHbIX  MPOAYKTOB. Hepgoctarkom  ABMseTcA  cTagua  a/lKUIMPOBaHUSA  akpuaoHa
XJ/iopaueToHnTpuiom B cucteme rmgpug Hatpusa - N,N-gumetundopmamung(QM®PA), kotopas umeet
KoHBepcuio 36-45 % (B3XKX), UTO CHWKAET BbIX0A, LEfeBbIX COeANHEHUIA. AMUOOKCMMbI NOMyYanu
B3aUMOLENCTBMEM HUTPUNA aKpUOOHYKCYCHOW KUC/MOTbl C IMApoKcunammHom B cnuvpte. [Jdanee
amMUIOKCMbl BBOAMMN B peakuuio C TPUPTOPYKCYCHbIM  aHrMapuaom, nepdiToprnpornvuoHOBLIM
aHmMapuaom wunu neHrapTopbeH3omn X10puaoM B TONYOsie C NUPUAMHOM, KUNATUAM U Monyyanu
Luenesble akpuaoHbl, cogepxawye 1,2,4-okcagnasosibHblil  parMeHT € NeppToprpoOBaHHbIM
3amecTuTesnieMm.
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R=H, RF=CF; (3a); R=H, RF=CF,CF, (3b); R=H, RF=C¢Fs (3c)
R=F, RF=CF; (4a); R=F, RF=CF,CF, (4b); R=F, RI'=C4Fs (4c).

N3BecTHO[11], uTO aTOM pTOpa B 4-M NONOXKEHUN NEPPTOPIEHNIBHOIO 3aMeCTUTESISA, CBA3AHHOTO C
1,3,4-oKcafna3osnibHbiM (pparmMmeHToM, 06nafaaeT BbICOKOW peakLMOHHOM CMNOCOGHOCTBIO U Nerko
noggsepraeTca HyK/1eoW1bHOMY 3aMelleHuo. [1oaToMy npeacTaB/ifaNo MHTepec WuccrefoBatb
peakuun coeguHeHuii 1c, 2¢ ¢ pa3nunyHbIMy Hykneodmnamm. Tak B HaCTHOCTM NpU B3aMMOLENCTBUN C
avvHamn B cpege AM®A Oblnv nonyyeHbl COOTBETCTBYHOLWME coefuHeHuss 5a-6e, pesynbrartbl
npusegeHsl B Tabnuue 1.
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Ta6nuuya 1. CTpyKTypa 1 BbiXopg, coegnHeHunii 5a-6e

Takxe g5 coeguHeHnin 1c, 2¢ 661710 UCCNefoBaHO B3auMOAENCTBME C pas/IiHbIMK cnvpTamun. B
OT/INYMEe OT peakuum C amuHamu, B OObIYHbIX YC/IOBUSIX peakuus cO Cnuptamy He npoTekasa.
CmMecTuTb paBHOBECKHE peakuun Bnpaso yaasiocb npu nomowm K,COgz, 0gHaKo 1 B 3TUX YC/I0BUAX

B3aMMOAECTBME NPOXOANUT 3HAUUTENIbHO MEAJ/IEHHEE, a BbIXOL NPOAYKTOB peakLinii HECKOMTbKO HUXKE,
4yeMm B peakL v C aM1Hamu, pe3ybTaTbl NPUBEAEHLI B Tabnuue 2.
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Ta6nuua 2. CTpyKTypa 1 BbIXof, coefuHeHni 7a-8c

Takum 06pa3oM, MoyyeHbl LeneBble hTOpcoAepKallme NPOU3BOAHbIE aKpUAMHA, BK/OYaLMe
1,34- n 1,24 oKkcaauvasonbHbli OparMeHT, npeAcTaBNsAlWME WHTEPeC [ANs  UccieaoBaHust
O1ONOrMYEecKor akTUBHOCTMW.

JKcnepnmeHTa/ibHas YacTb

KOHTponb xofa peakuuM W perucTpauuio  MacC-CMeKTPOB  CUHTE3VPOBAHHbLIX  COeAUHEHWI
OCYLLECTBMANM NpW MoMolm cuctembl Dionex Ultimate 3000 ¢ macc- CNEKTPOMETPUYECKNM

faetektopom LCQ Fleet, (Thermo Scientific) nogswkHaa dasa: ACN, H,0, 1 % HCOOH. AMP 1
CMEeKTpbl perncTpupoBain Ha cnektpometpe Bruker AV-600, pactsoputensb AMCO-dg. OumcTky

MOSyYEHHbIX COeAMHEHMA NPOBOAMAM NPU MOMOLWM  doiisww-xpoMarorpaun  Ha KapTpuaxe C
cdhepuyeckm cunukarenem, ¢ pasmepoMm dactuy, 30 MKM u maccor 120 1 (Interchim,
PF 30SIHP/120G). 32nweHt — CH,Cl, - CH,Cl,:MeOH - 10:1. Wcnonb3yemble B paboTe

rerepouyunknmnyeckmne aMmnHbl 1 CNnpTbl — KOMMEPYECKN AOCTYMHbIE peareHThbI.
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O6wan meToguKa cuUHTe3a coeaguHeHun la-2c

Mpapasng akpuaoH Kap6oHOBOWM KMCNOoTbl 1.87 MMonb cycneHampytoT B 5 mn AM®A, no6aBnstoT 2
MMOJIb MUPUAMHA, 3aTeM 2 MMOJIb TPUPTOPYKCYCHOIO aHrmgpuga, wiv neHtacToprponvoHOBOro
aHmgpuga vnn neHtadpropbeHsonn xnopuga. 3areMm nepemewmBaloTr 5 yacoB. 10 NpoxoxpeHuu
peakuun ruapasug pacteopsieTcs. 3areM CMecb BblimBaloT B 50 MA BoAbl, 0CafoK (OUNLTPYIOT,
NPOMbIBaOT BOAOM, cyLlar. Mony4veHHbIn NoNynpoaykKT nepemMelumnsatot ¢ 8 r 84 % MK n HarpeBatoT 5
yacos npu 150 °C. 3atem peakuMOoHHY0 MacCy OX/1aokK4arT 1 BbliMBatoT B BoAy. OcafoK uibTPYHoT,
cyLuaT v o4MLwAaoT C NOMOLLBH0 (oN3LL-XpoMaTorpaduu.

10-((5-(TpudbTopmeTnn)-1,3,4-okcaguason-2-un)metun)akpmngmH-9(10H)-oH (1a)

Kpuctannunyeckoe BellecTBo 6negHo-xentoro useta. Bbixod: 70 %, 1.nn. 260-261 °C. Macc-
cnektp, m/z (lory (%)): 346 [M+H]* (100). AMP I (AMCO-dg, o, m.4., J/Ty): 6.17 (c, 2 H, C(1a)Hy);

7.4 (aan, C(2H, C(7)H, J = 7.93,J = 6.72, J = 1.03); 7.81-7.85 (M, 2 H, C(4)H, C(5)H); 7.85-7.88 (M, 2
H, C(3)H, C(6)H); 8.38 (aa, 2 H, C(1)H, C(8)H, J = 8.13, J = 1.49).

10-((5-(nepdpTopartnn)-1,3,4-okcagmnason-2-un)metun)akpmuauH-9(10H)-ox (1b)

KpucTtannunyeckoe BeLIECTBO XeNToro useta. Boixoa: 63 %, T.nn. 177-178 °C. Macc-cnektp, m/z
(lory (%0)): 414 [M+H]" (100). AMP 14 (AMCO-dg, 8, m.4., J/Ty): 6.20 (c, 2 H, C(1a)H,); 7.41 (pan,
C(2H, C(7)H,J =7.9,J =6.81,J = 0.97); 7.82-7.85 (m, 2 H, C(4)H, C(5)H); 7.86-7.89 (m, 2 H, C(3)H,
C(6)H); 8.38 (o4, 2 H, C(1)H, C(8)H, J = 8.01, J = 1.37).

10-((5-(nepcpTopcheHnn)-1,3,4-okcagunason-2-un)metun)akpuguH-9(10H)-ox (1c)

Kpuctannunueckoe BellecTBo 6refnHo-xentoro useta. Boixog: 80 %, tnn. 222-223 °C. Macc-
cnektp, m/z (lory (%)): 444 [M+H]* (100). AMP IH (AMCO-dg, 0, m.4., J/Ty): 6.25 (c, 2 H, C(1la)H2);

7.40 (aan, C(QH, C(7)H, J = 7.9, J = 6.92, J = 0.86); 7.86 (844, C(4)H, C5)H, J = 8.73,J = 6.95, J =
1.72); 7.91-7.95 (M, 2 H, C(3)H, C(6)H); 8.38 (aa, 2 H, C(1)H, C(8)H, J = 8.01, J = 1.6).

2-cpTop-10-((5-(TpudbTopmeTnn)-1,3,4-okcagunason-2-un)metun)akpugH-9(10H)-oH (2a)

Kpuctannunueckoe BeLLeCcTBO XeNnToro useta. Boixos: 67 %, T.nn. 263-264 °C. Macc-cnekTp, m/z
(lory (%0)): 364 [M+H]* (100). AMP I (OMCO-dg, o, m.4., J/TL): 6.18 (c, 2 H, C(la)H,); 7.41 (1, 1 H,

C(7H, J = 7.1); 7.73-7.78 (m, 1 H, C(3)H); 7.82-7.90 (m, 2 H, C(4)H, C(5)H): 7.96 (a4, 1 H, C(L)H, J =
9.44, J = 3.9); 8.00 (a4, 1 H, C(6)H, J = 8.75, J = 3.15); 8.34-8.37 (M, 1 H, C(8)H).

2-cpTop-10-((5-(nephTopatnn)-1,3,4-okcagunason-2-un)metun)akpuguH-9(10H)-oH (2b)

Kpuctannunyeckoe BeLlecTBO Xentoro useta. Boixoq: 60 %, 1.nn. 199-200 °C. Macc-cnekTp, m/z
(lory (%0)): 414 [M+H]* (100). AMP 1 (OMCO-dg, o, m.4., J/Tu): 6.21 (c, 2 H, C(1a)H,); 7.40 (na4, 1
H,C(7)H,J=7.9,J=6.87,J=1.03); 7.75 (gaan, 1 H, C(3)JHJ =9.44, J = 7.84, J = 3.20); 7.81-7.86 (Mm,
1 H, C(5H); 7.86-7.90 (m, 1 H, C(4)H); 7.95-8.01(m, 2 H, C(1)H, C(6)H); 8.35 (a4, 1 H, C(8)H J = 8.01,
J = 1.60).

2-pTop-10-((5-(nepdTopdeHnn)-1,3,4-okcaguason-2-un)metun)akpmanH-9(10H)-oH (2c)

Kpuctannnueckoe BeLecTBO XeNnToro useta. Boixoa: 77 %, 1.nn. 228-229 °C. Macc-cnekTp, m/z
(lory (%)): 462 [M+H]* (100). AMP 14 (AMCO-dg, o, m.4., J/TL): 6.27 (c, 2 H, C(1la)H,); 7.41 (1, 1 H,

C(7)H, J = 7.27); 7.76-7.83 (M, 1 H, C(3)H ); 7.87 (m, C(5)H); 7.93 (g, 2 H, C(4)H, J = 8.7); 7.97-8.07 (M,
2 H, C(1)H, C(6)H ); 8.36 (g, 1 H, C(8)H, J = 7.55).

O6wan meToguKa cuHTe3a coeaguHeHun 3a-4c

AkpugoH 10 mmonb cycneHgupytor B 20 mn AM®A, po6asnsawT 11 mMmonb rMapuga HaTpus,
nepemMeLLMBaloT 15 MUHYT, 3aTem 006aB/1AI0T 11 MMOb X/10paLeTOHUTPWUIA U NepeMeLLInBatoT 4 yaca.
3artem BblnmBatoT B 150 mn BOAbI, U 0Caf0K (UNbTPYIOT, MPOMbIBAOT BOAON M CyllaT B BakyyMe.
MonyyeHHbIn HUTPWA, 10 MMONb rMapoxaopuaa rmgpokcunammia, 10 Mmonb TpuatunamuHa B 20 M
3TaHoMa KuUnATAT 7 4yacoB. OxnaxparT, 0CafoK (OUMLTPYIOT, MPOMbIBAOT CNUPTOM W Cyllar B
Bakyyme. K ammgookcumy B 20 M1 Tonyona gobasnsawt 10 mmonb nupuamHa oxnaxgatot go 0 °C,
3arem pfo6asnAwT 10 MMOib TPUAITOPYKCYCHOTO WM MEeHTaddTOPMPONUOHOBOMO aHrapuga wunm
neHTagpTopbeHsonn xsopuaa n nepemMelLmBaloT 3 yaca. 3arem nepemMeLLmBaloT 4 yaca npy KOMHaTHOM
Temneparype n Kunatat 3 yaca. Fopaumii pacTBop OW/ILTPYIOT, MPOMbIBAIOT OCTATOK HECKO/IbKO pas3



ropsYnM TONYOsIOM. PUILTPaTbl 0OBbEAUHAOT, YNnapuBatoT, OCTATOK OYULLAKT C MOMOLLLIO ON3LL-
Xpomarorpadoumm.

10-((5-(TpudbTopmeTnn)-1,2,4-okcaguason-3-un)metun)akpugnH-9(10H)-oH (3a)

Kpuctannnyeckoe BeLLECTBO CBET/0-XenToro useta. Boixog: 17 %, T.na. 190 -191 °C. Macc-
cnektp, m/z (lory (%)): 346 [M+H]* (100). AMP IH (AMCO-dg, o, m.4., J/Ty): 6.12 (c, 2 H, C(1la)H2);
7.37-7.42 (m, C(2H, C(7)H, J = 7.95, J = 458, J = 3.26); 7.80-7.85 (M, 4 H, C(3)H, C(4)H, C(5)H,
C(6)H); 8.38 (a1, 2 H, C(1)H, C(8)H,J =7.78,J = 1.14).

10-((5-(nepdpTopartnn)-1,2,4-okcagunason-3-un)metun)akpuguH-9(10H)-ox (3b)

KpucTtannunyeckoe BeLLECTBO XeNToro useta. Boixoa: 18 %, T.nn. 138-139 °C. Macc-cnekTp, m/z
(lory (%)): 396 [M+H]" (100). AMP 14 (AMCO-dg, 8, m.4., J/Ty): 6.14 (c, 2 H, C(1a)H,); 7.40 (oan,
C(2)H, C(7)H, J =7.95,J = 4.58, J = 3.26); 7.82-7.84 (M, 4 H, C(3)H, C(4)H, C(5)H, C(6)H); 8.37-8.39
(m, 2 H, C(1)H, C(8)H).

10-((5-(nepcpTopcheHnn)-1,2,4-okcaguason-3-un)metun)akpuguH-9(10H)-oH (3c)

Kpuctannunueckoe BellecTBo 6refHo-xentoro useta. Boixog: 19 %, t.nn. 160-161 °C. Macc-
cnekTp, m/z (logy (%0)): 444 [M+H]" (100). AMP IH (AMCO-dg, 8, m.4., J/TY): 6.15 (c, 2 H, C(1la)Hy);

7.39 (aaa, 2 H, C(2)H, C(7)H J = 7.90, J = 6.75, J = 1.03); 7.82-7.86 (M, 2 H, C(4)H, C(5)H); 7.86-7.90
(M, 2 H, C(3)H, C(6)H); 8.38 (a4, 2 H, C(1)H, C(8)H, J = 7.95, J = 1.66).

2-cpTop-10-((5-(TpudbTOopMmeTUN)-1,2,4-okcaguason-3-un)metun)akpugH-9(10H)-oH (4a)

Kpuctannunueckoe BellecTBo 6refgHo-xentoro useta. Boixog: 20 %, t.nn. 192-193 °C. Macc-
cnektp, m/z (lyry (%)): 364 [M+H]™ (100). AMP IH (AMCO-dg, 8, m.4., J/TY): 6.14 (c, 2 H, C(1la)Hy);

7.41 (pan, 1 H, C(7)H I =7.93, = 4.95,J = 2.92); 7.76 (844, 1 H, C(5)H J = 9.44, J = 7.84, J = 3.2);
7.83-7.87 (M, 2 H, C(3)H, C(4)H); 7.92-7.95 (m, 1 H, C(1)H ); 8.01 (a4, C(6)H J = 8.81, J = 3.2); 8.35-
8.37 (M, 1 H, C(8)H).

2-pTop-10-((5-(nepdTopaTun)-1,2,4-okcagnason-3-un)metun)akpugH-9(10H)-oH (4b)

KpucTtannunyeckoe BeLLECTBO XENToro useta. Boixoa: 77 %, T.nn. 141-142 °C. Macc-cnektp, m/z
(Iorn (%)): 414 [M+H]* (100). AMP 1y (AMCO-dg, 3, m.4., J/ITy): 6.16 (c, 2 H, C(la)H,); 7.40 (aa4, 1

H, C(7)H J = 7.95,J = 5.09, J = 2.75); 7.76 (aaa, 1 H, C(5)H J = 9.41, J = 7.81, J = 3.26); 7.82-7.87 (M,
2 H, C(3)H, C(4)H); 7.93 (a4, 1 H, C(1)H J = 9.5, J = 4,01); 8.01 (a4, 1 H, C(6)H J = 8.75, J = 3.15);
8.34-8.37 (M, 1 H, C(8)H).

2-chTop-10-((5-(nephTopcheHnn)-1,2,4-okcagnason-3-un)metus)akpuguH-9(10H)-oH (4c)

Kpuctaninnueckoe BellecTBo 6refHo-Xentoro useta. Boixoa: 17 %, tnn. 166-167 °C. Macc-
cnektp, m/z (lyry (%)): 462 [M+H]™ (100). AMP 14 (AMCO-dg, o, m.4., J/Ty): 6.16 (c, 2 H, C(1a)Hy);
5.75(c, 2H, C(1la)H,); 7.33 (a1, 1 H, C(7)H,J = 7.4, 3 = 0.9); 7.48(ann, 1 H, C(3H,J=93,J=74,J

=3.2); 7.71-7.78 (M, 3 H, C(5)H, C(4)H, C(6)H ; 8.14 (aa, 1 H, C(1)H, J = 8.6, J = 3.1) 8.45 (g, 1 H,
C(8)H, J =8.01,J = 1.5).

O6uan MmeToauKa CUHTe3a coeUuHeHuit 5a-6e

K 0.226 mMmonb KomnoHeHTa 1c wim 2¢ B 1 mn OM®A pob6asnsawT 0.23 MMOMb amMvHa U
nepemeLLmBaroT 3-8 4acoB Npu KOMHATHOW Temrnepartype. 3aTteMm pacTBop BbivBaloT B 20 M/ BOAb,
0CafiloK (PUNBTPYIOT, CYLLAT U OUYULLAIOT C NMOMOLLBI0 (N3LW-XpoMaTorpadumn.

10-((5-(2,3,5,6-TeTpadTop-4-(4-MmeTunnunepasnH-1-un)denun)-1,3,4-okcagmason-2-
un)metun)akpuanH-9(10H)-oH (5a)

Kpuctannnueckoe BeLlecTBO Xentoro useta. Boixoa: 91 %, t.nn. 222-223 °C. Macc-cnekTp, m/z
(loy (%)): 524 [M+H]* (100). AMP IH (AMCO-dg, 6, m.4., J/Tu): 2.35 (yw. c. 3 H, C(5a) Hy); 2.55-2.7
(M, 4 H, C(2a) Hy, C(2b) H,); 3.2-3.5 (m, 4 H, C(3a) H,, C(3b) H,); 6.06 (c, 2 H, C(1a)H,); 7.32 (T, 2 H,

C(2)H, C(7)H, J = 7.34); 7.77 (aAA, 2 H, C(4)H, C(5)H, J = 8.67, J = 7.01, J = 1.6); 7.84 (g, 2 H, C(3)H,
C(6)H, J = 8.7); 8.38 (a4, 2 H, C(L)H, C(8)H, J = 7.9, J = 1.6).

10-((5-(2,3,5,6-TeTpadTop-4-(NUpNANH-2-unMmeTunammHo)dpeHnn)-1,3,4-okcagmason-2-
nn)metun)akpumupuH-9(10H)-oH (5b)



Kpuctasinnueckoe BeLLecTBO Xentoro useta. Boixoa: 81 %, t.nn. 218-219 °C. Macc-cnekTp, m/z
(lory (%0)): 532 [M+H]" (100). AMP 1H (OMCO-dg, o, m.4., J/Ty): 4.69 (a4, 2H, C(2a)H,, J = 6.5); 6.18
(c, 2H, C(la)Hy); 7.25-7.29 (m, H, C(4a)H); 7.8 (a, 1 H, C(6a)H, J = 7.8); 7.39 (4T, 2 H, C(2)H, C(7)H J

=7.4,] = 0.8); 7.43-7.47 (m, NH); 7.77 (a7, 1 H, C(5a)H, J = 7.7, J = 1.8); 7.85 (844, C(4)H, CG)H, J =
8.7,J =6.9,J = 1.8); 7.9-7.93 (M, 2 H, C(3)H, C(6)H); 8.38 (aa, 2 H, C(1)H, C(8)H, J = 8,J = 1.7). 8.5-
8.52 (M, 1 H, C(3a)H).

10-((5-(4-(umknonponunamunHo)-2,3,5,6-teTpacdropcpeHnn)-1,3,4- okcapguason-2-
nn)metun)akpugmnH-9(10H)-oH (5¢)

Kpuctaninnueckoe BellecTBo 6refHo-xentoro useta. Boixog: 70 %, tnn. 219-220 °C. Macc-
cnektp, m/z (lyry (%)): 481 [M+H]™ (100). AMP I (AMCO-dg, o, m.4., J/Tu): 0.61-0.73 (m, 4 H,
C(3a)H,, C(3b)H,); 2.85-2.91 (m, 1 H, C(2a)H>); 6.19 (c, 2 H, C(la)H5); 7.15-7.17 (m, NH); 7.40 (T4. 2

H, C(2)H, C(7)H, J = 7.44, J = 0.8); 7.85 (aaa, 2H C(3)H, C(6)H J = 8.73,J = 6.95, J = 1.72); 7.93 (g, 2
C(4)H, C(5)H, J = 8.81); 8.38 (a4, 2 H, C(1)H, C(8)H, J = 8.01, J = 1.72).

10-((5-(2,3,5,6-TeTpadhTop-4-(3-rugpokcunponusiammHo)cperun)-1,3,4- oKcagunason-2-
nn)metun)akpuanH-9(10H)-oH (5d)

Kpuctannunueckoe BellecTBO 6r1efHO-XenToro useta. Boixog: 62 %, t.nn. 227-228 °C. Macc-
cnektp, m/z (lyry (%)): 499 [M+H]™ (100). AMP IH (AMCO-dg, o, m.4., J/Tu): 1.68-1.74 (m, 2H,
C(3a)H,); 3.42-3.50 (m, 4H, C(2a)H,, C(4a)H>); 4.56 (1, OH, J =5.04); 6.18 (c, 2 H, C(1a)H>); 6.78-6.85

(M, NH); 7.37-7.42 (M, 2 H, C(2)H, C(7)H); 7.85 (aa4, 2H C(3)H, C(6)H J = 8.7,J = 6.98, J = 1.72); 7.92
(M, 2 H, C(4)H, C(5)H); 8.37 (a4, 2 H, C()H, C(8)H, J = 7.95, J = 1.66).

aTun 2-(2,3,5,6-tetpadTop-4-(5-((9-okcoakpmnauH-10(9H)-un)metunn)-1,3,4-okcagnason-2-
nn)peHnnamumHo)auetar (5e)

Kpuctannunyeckoe BellecTBo 6negHo-xenTtoro upeta. Bbixod: 48 %, t.nn. 217-218 °C. Macc-
cnektp, m/z (lyry (%)): 527 [M+H]" (100). AMP 1 (AMCO-dg, o, m.4., J/Tu): 1.17-1.20 (m, 3 H,
C(4a)H3); 4.12-4.16 (m, 4 H, C(3a)H,, C(2a)H5 ); 6.18 (c, 2 H, C(1a)H,); 7.24-7.29 (M, NH); 7.38-7.41
(m, 2 H, C(2)H, C(7)H,); 7.83-7.87(m, 2H C(3)H, C(6)H); 7.91-7.94 (m, 2 C(4)H, C(5)H); 8.36-8.39 (m, 2
C(1)H, C(8)H).

2-chTop-10-((5-(2,3,5,6-TeTpadhTop-4-(4-meTunnunepasnH-1-un)denun)-1,3,4-okcagmason-2-
nn)metun)akpuanH-9(10H)-oH (6a)

Kpuctasiinyeckoe BeLLecTBO XenToro useta. Boixoa: 89 %, t.nn. 220-221 °C. Macc-cnekTp, m/z
(loy (%)): 542 [M+H]" (100). AMP IH (AMCO-dg, 8, M.4., J/TL): 2.27 (yw. c. 3 H, C(5a) Hg) 2.43-2.51
(M, 4 H, C(2a) H,, C(2b) H,); 3.29-3.39 (m, 4 H, C(3a) H,, C(3b) H,); 6.02 (c, 2 H, C(1a)H,); 7.31 (1, 1

H, C(7H, J = 7.4); 7.51-7.57(m,1 H, C(3)H); 7.76 (T, 1 H, C(5)H, J = 7.67); 7.79-7.84 (M, 1 H, C(4)H);
7.87-7.93 (M, 1 H, C(6)H); 7.87-7.92 (m, 1 H, C(1)H); 8.36 (g, 1 H, C(8)H, J = 8.01).

2-pTop-10-((5-(2,3,5,6-TeTpadpTop-4-(NUpUANH-2-unmeTUnammHo)dpeHnn)-1,3,4-okcagmnason-2-
nn)metun)akpuaunH-9(10H)-oH (6b)

KpucTtannunyeckoe BeLLECTBO XENTOoro uBeta. Boixoa: 78 %, T.nn. 222-223 °C. Macc-cnekTp, m/z
Ity (%6)): 550 [M+H]™ (100). AMP Iy (AMCO-dg, 0, M.4., I/TL): 4.64-4.71 (M, 2H, C(2a)H,); 6.19 (c, 2
H, C(la)H,); 7.27 (aan, 1 H, C(4a)H, J =7.47,J = 7.84,J = 1.09); 7.36 (g, 1 H, C(6a)H, J = 7.9); 7.38-
742 (m, 1 H, C(7)H); 7.46 (1, NH, J = 6.52); 7.75-7.80 (m, 2 H, C(3)H, C(5a)H); 7.84-7.87 (m, 1H,
C(5)H); 7.90-7.93(m, 1 H, C(4)H); 7.99-8.03 (m, H, C(1)H, C(6)H); 8.34-8.36 (M, 1H, C(8)H); 8.51 (asnA,
1H,C(3a)H,J =4.84,J =1.75,3 = 0.97).

10-((5-(4-(umknonponunamnHo)-2,3,5,6-tetpacpTopdeHun)-1,3,4-okcagmason-2-nn)meTun)-2-
corop-akpuamnH-9(10H)-oH (6¢)

Kpuctannnueckoe BeLecTBO XenToro useta. Boixoa: 75 %, 1.nn. 233-234 °C. Macc-cnekTp, m/z
(loth (%0)): 499 [M+H]* (100). AMP Iy (AMCO-dg, 8, m.4., J/Tu): 0.61-0.73 (M, 4 H, C(3a)H,, C(3b)H>);
2.85-2.91 (M, 1 H, C(2a)H; ); 6.21 (c, 2 H, C(1a)Hyp); 7.17 (4, NH, J = 2.06); 7.41 (aan, 1 H, C(7)H, J =

7.93,J =6.95,J=0.8); 7.79 (aaa, 1 H, C3)H, J = 9.44, J = 7.78,J = 3.26); 7.87 (aaa, 1 H, CBG)H, J =
8.75, J = 6.92, J =1.72); 7.91-7.94 (M, 1 H, C(4)H); 8.0-8.04 (m, 2 H, C(1)H, C(6)H); 8.36 (aa, 1 H,
C(8)H,J=8,J=1.7).



2-pTop-10-((5-(2,3,5,6-TeTpadpTop-4-(3-rugpokcunponmnammio)ennn)-1,3,4- okcaguason-2-
nn)metun)akpuanH-9(10H)-oH (6d)

Kpuctannunyeckoe BellecTBO 6negHo-xentoro upeta. Bbixoa: 70 %, 1.nna. 230-231 °C. Macc-
cnektp, m/z (lyry (%)): 517 [M+H]" (100). AMP Iy (AMCO-dg, o, m.4., J/Tu): 1.71 (kBUHTET, 2H
(C(3a)H,, J = 6.58); 3.42-3.50 (m, 4H, C(2a)H,, C(4a)Hy); 4.30-4.75 (m, OH); 6.19 (c, 2 H, C(1a)H,);
6.78-6.85 (M, NH); 7.40 (ta. 1 H, C(7)H,J =7.44,3 =0.8); 7.78 (apa, 1 H, C(3)H,J =941,J=7.81, J
= 3.26); 7.86 (pag, 1 H, C(5)H, J = 8.75,J = 6.92, J = 1.72); 7.89-7.95 (m, 1 H, C(4)H); 8.01 (T4, 2 H,
C(1)H, C(6)H, J =8.98, J = 3.66); 8.35 (&g, 1 H, C(8)H,J =8.01, J = 1.6).

atun 2-(2,3,5,6-TeTpatpTop-4-(5-((2-cbTOp-9-0KCOakpugunH-10(9H)-nn)metun)-1,3,4-
okcaguason-2-un)gpeHnnammHo)auerar (6e)

Kpuctannunueckoe BellecTBO 6r1efHO-xenTtoro useta. Boixog: 56 %, t.nn. 223-224 °C. Macc-
cnekTp, m/z (lory (%)): 545 [M+H]" (100). AMP IH (OMCO-dg, 8, m.4., J/Tu): 1.19 (T. H, 3 H, C(4a)Hs,
J =7.1); 4.11-4.18 (m, 4 H, C(3a)H,, C(2a)H,); 6.20 (c, 2 H, C(1la)H,); 7.27 (T, NH, J = 6.58); 7.41 (T4.

1H, C(7)H, J = 7.4, 3 = 0.9); 7.76-7.81 (M, 1 H, C(3)H); 7.84-7.89 (M, 1 H, C(5)H); 7.91-7.94 (m, 1 H,
C(4)H); 7.99-8.05 (M, 2 H, C(1)H, C(6)H); 8.36 (a4, 1 H, C(8)H, J = 8.01, J = 1.6).

O6LWana meToauMKa CUHTE3a coeMHEHMIT 7a-8¢

K 0.226 MMosib KOMMoHeHTa 1c unu 2¢ B 1 M AM®PA gobasnsait 0.23 mmonb cnupta, 0.23 MMosb
K,CO3 v nepemMeluvBatoT 24 yaca npy KOMHaTHOW Temneparype. 3aTteM pacTBop BblmsaloT B 20 M

BOZbl, 0OCaA0K (DUNLTPYIOT, CYLLAT M OYULLAIOT C NOMOLLLIO dh/13L-xpomarorpaduu.

10-((5-(2,3,5,6-TeTpadpTop-4-(2-(NnunepnguH-1-nn)atokcu)cpenunn)-1,3,4-okcagunason-2-
nn)metun)akpuanH-9(10H)-oH (7a)

Kpuctannunyeckoe BellecTBO 6n1eAHo-XenTtoro upeta. Bbixoa: 45 %, 1.nn. 270-271 °C. Macc-
cnektp, m/z (lyry (%)): 553 [M+H]" (100). AMP IH (AMCO-dg, 0, m.4., J/Ty): 1.26-1.42 (m, 6H, C(5a)
H,, C(5b)H,, C (5¢)H>); 2.29-2.48 (m, 4H, C(4a) H, C(4b) Hy); 2.62-2.77 (m, 2H, C(3a) H,); 4.42-4.51
(M, 2H, C(2a) Hy); 6.23 (c, 2 H, C(1a)Hy); 7.41 (1, 2H, C(2)H, C(7)H, J = 7.72); 7.84-7.88(m, 2H, C(3)H,
C(6)H); 7.92-7.95 (m, 2 C(4)H, C(5)H); 8.37 (ag, 2 H, C(1)H, C(8)H, J = 7.95, J = 1.66).

10-((5-(2,3,5,6-TeTpadTop-4-(2-MmophosimHoaTokcu)dpenun)-1,3,4-okcagmason-2-
un)metun)akpuaunH-9(10H)-oH (7b)

KpucTannyeckoe BELLLECTBO CBET/10-XKEeNTOoro useta. Boixoga: 44 %, T.n. 232-233 °C. Macc-cnekrp,
m/z (lyry (%)): 555 [M+H]™ (100). AMP IH (AMCO-dg, 6, m.4., J/Ty): 2.39-2.47 (m, 4 H, C(4a)H,,
C(4b)H,); 2.7-2.76 (m, 2 H, C(3a)H,); 3.43-3.5 (m, 4 H, C(5a)H,, C(5b)H>); 4.48 (1, 2H, C(2a) H,, J =
5.15); 6.23 (c, 2 H, C(1la)H,); 7.41 (1, 2H, , C(2)H, C(7)H, J = 7.38); 7.86 (aa4a, 2H, C(5)H, J = 8.7,
J=6.98,J=1.72); 7.9-7.96 (m, 2 H, C(3)H, C(6)H); 8.3 (ag, 2 H, C(1)H, C(8)H,J =7.9,J = 1.6).

10-((5-(2,3,5,6-TeTpadTop-4-(2-(2-MmeTUN-5-HNTPO-1H-UMmnaason-1-nn)arokcu)pedun)-1,3,4-
oKcaguasosn-2-un)metun)akpuguH-9(10H)-oH (7¢)

Kpuctannunyeckoe BewlecTBo 6esioro useta. Bobixon: 49 %, T.nn. 185-186 °C. Macc-cnekTp, m/z
Ity (%0)): 595 [M+H]™ (100). AMP Iy (AMCO-dg, 0, M.4., I/Tu): 2.52 (M, 3 H, CH3); 4.74-4.80 (M, 4 H,
C(3a)H,, C(2a)H,); 6.22 (c, 2 H, C(1a)H5); 7.39 (aaa, 2H, , C(QH, C(7)H, J = 7.92, J = 6.95, J = 0.8);

7.84 (nap, 2H, C(5)H, J = 8.75, J = 6.92, J = 1.72); 7.90-7.93 (M, 2 H, C(3)H, C(6)H); 8.07 (c, 1 H,
C(1b)H); 8.37 (a4, 2 H, C(1)H, C(8)H, J = 8.01, J = 1.6).

2-pTop-10-((5-(2,3,5,6-TeTpadpTop-4-(2-(NnunepuanH-1-un)atokcu)pennn)-1,3,4-okcagunason-2-
nn)metun)akpuanH-9(10H)-oH (8a)

KpucTtannyeckoe BeLeCcTBO CBET/I0-XeNToro useta. Boixog: 43 %, 1.nn. 270-271°C. Macc-cnekTp,
m/z (loy (%0)): 571 [M+H]* (100). AMP IH (AMCO-dg, 6, m.A., J/Ty): 1.25-1.39 (M, 6H, C(5a) H,,
C(5b)H,, C (5¢c)Hy); 2.27-2.43 (m, 4H, C(4a) H, C(4b) Hy); 2.60-2.72 (m, 2H, C(3a) Hy); 4.44 (T, 2H,
C(2a) H,, J =4.86); 6.24 (c, 2 H, C(1a)H>); 7.38-7.43 (m, 1 H, C(7)H); 7.75-7.80 (m, 1 H, C(3)H); 7.86

(aaa, 1 H, C(5)H, J =8.73,J = 6.95,J = 1.72); 7.93 (4, 1L H, C(4)H, J =8.81); 7.98-8.05 (M, 2 H, C(1)H,
C(6)H); 8.33-8.36 (m, 1H, C(8)H);



2-cpTop-10-((5-(2,3,5,6-TeTpadTop-4-(2-mophonmHoaTokcu)dpenun)-1,3,4-okcagmnason-2-
un)metun)akpuanH-9(10H)-oH (8b)

KpucTtannyeckoe BELLLECTBO CBET/10-XKeNToro useta. Boixoga: 40 %, T.n. 240-241 °C. Macc-cnekTp,
m/z (lyry (%)): 573 [M+H]" (100). AMP IH (AMCO-dg, 0, m.4., J/Ty): 2.37-2.47 (m, 4 H, C(4a)H,,
C(4b)H>); 2.68-2.76 (m, 2 H, C(3a)H,); 3.43-3.50 (M, 4 H, C(5a)H,, C(5b)H>); 4.48 (1, 2H, C(2a) Hy, J =
5.21); 6.25 (c, 2 H, C(1a)H,); 7.40-7.43 (m, 1 H, C(7)H); 7.79 (apn, 1 H, C(3)H,J =9.38,) =7.78,J =

3.2); 7.85-7.89 (M, 1H, C(5)H); 7.92-7.95(m, 1 H, C(4)H); 7.99-8.05 (M, 2 H, C(1)H, C(6)H); 8.35-8.37 (M,
1H, C(8)H).

2-chtop-10-((5-(2,3,5,6-TeTpachTop-4-(2-(2-MeTUN-5-HnTpO-1H-UMmnagason-1-
nn)atokcu)penunn)-1,3,4-okcaguason-2-nun)metun)akpuanH-9(10H)-oH (8c)

KpucTtaninyeckoe BeLLeCTBO CBET/10-XeNToro useta. Boixoa: 52 %, T.ni. 190-191 °C. Macc-cnekTp,
m/z (lory (%0)): 613 [M+H]* (100). AMP 14 (AMCO-dg, 8, M.4., J/TL): 2.52 (c, 3 H, CH3); 4.74-4.81 (M,
4 H, C(3a)H,, C(2a)H, ); 6.22 (c, 2 H, C(1a)H,); 7.39 (ta, 1 H, C(7)H, J = 7.44,J = 0.8); 7.77 (a4o4, 1H,
C(3H,J=95,3=7.78,J =3.2); 7.85 (gaa, 1H, CB)H, J =8.7,J =6.92,J = 1.77); 7.9-7.93 (m, 1H,
C(4)H); 7.97-8.03 (m, 2 H, C(1)H, C(6)H); 8.06 (c, 1 H, C(1b)H); 8.34 (&g, 1 H, C(8)H, J =8.01, J =
1.6).

Paboma s8binosiHeHa npu ¢huHaHcoBOU NOJJEpPXKe MuHUCmepcmsa obpa3osaHusi U HaykKu (Hay4HbIl
npoekm N 1399 B pamkax aocydapcmseHHo20 3adaHusi N 2014/349 MuHucmepcmsa obpa3zosaHusi U
Hayku Poccutlickoli ®edepayuu).
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