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CupaxernuHosa Hapuca Cadyanosna
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Bammra cocromrcs «24» cemrsbps 2021 1. B 9% wacoB mHa 3acemammm
micceprannonHoro cosera 24.1.192.01 cozmannoro Ha 6aze HUOX CO PAH mno agpecy:
Poccuiickas ®@epeparust, 630090, r. HoBocubupck, mpocnekt akan. JlaBpeHTbeBa, 1. 9,
Kondepenu-3ai.

C npuccepranueil MokHO o3HakoMuThesl B 6nbnmorexke HUOX CO PAH u Ha caiite mo
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Ot13pIBEI  Ha aBTOpedepaT B 2-X DSK3EMIULIpax, 3aBEpPEHHbIE II€YaThiO, IIPOCHM
oTnpaBiiATh N0 azapecy: Poccumiickas ®emepamms, 630090, r. HoBocmbupck, mpocmext
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JOKTOp XHMHUECKHX HAYK Jlyzuna Onbera AnaronbeBHa



OBIIAS XAPAKTEPUCTHUKA PABOTBI

AKTyaJIbHOCTb Te€MbI HCCIeT0BAHUS. XHUMUS ITOJHIUKINICCKUX XHHOHOB SIBISCTCS
MepCIIeKTUBHBIM M WHTEHCHBHO  PA3BUBAIOIIMMCSl  HANpaBlIeHHEM  COBPEMEHHOM
OpPraHMYecKOd XUMUH. OTO CBSI3aHO C TEM, YTO 3TU COCAMHEHHS HAXOJAT IIMPOKOE
NpUMEHEeHHEe BO MHOTHX OONacTsAX HAayKW M TeXHHKH. VICTOpHYECKH, OZHUM M3 TIaBHBIX
HalpaBJICHUH SBISICTCS HUCIOib3oBaHHE 9,10-aHTPaXWHOHOB B KauyecTBE OPTaHUYECKHX
Kpacureneil. B HacTosmiee Bpems, 3HaUMTEIbHOE PAa3BUTHE MONYUYHIO HANpaBJIEHHE IO
UCCIIEIOBAaHNIO U CO3/IAHHIO OPTaHMYECKHX JIEKAPCTBEHHBIX areHTOB HA OCHOBE YKa3aHHBIX
cTpyKTyp. IIpousBoaHbIe TPUPOAHBIX U CUHTETHUECKHX 9,10-aHTpaXMHOHOB OXBATBHIBAIOT
OIMPOKUH CHEKTp OHOJIOTHMYECKON aKTHBHOCTH, M MOJICKYJAa AHTPAICHAMOHA SBILIETCS
Ba)XHOU NPUBUJIETUPOBAHHON CTPYKTYpPOH.

HccnenoBanus B 061acTH XUMUH (PyHKIIMOHATM30BAaHHBIX AaHTPAXHMHOHOB NPHBOJIATCS B
JBYX OCHOBHBIX HANpaBICHUSX: Pa3BUTHE CHHTETHUECKUX TIOJIXOJO0B K MOCTPOECHUIO
AQHTPAaXUHOHOBOTO sJpa M CO3/aHME METOJIOB HANPABICHHOW MOIU(UKAINH JOCTYITHBIX
9,10-anTpaxuHoHoB. [Ipn 3TOM, OCHOBHOE BHHMAaHHE YIENSETCS pa3pabOTKe METONOB
CHHTE3a aHTPAaXMHOHOB, COJEPKAIIMX AJKUIAMHHO-, apUIAMUHO-, WIN AJIKOKCUTPYIITIHI B
KauecTBe 3amecTHTened. [l cuHTe3a aMHHO3aMENIEHHBIX AaHTPAaXMHOHOB BHUMaHHE
HPUBJIEKACT HCHOJIE30BaHUE METOI0B 00pazoBanus C-N cBsi3u [HanpHMep, KaTanu3upyemas
coemuaeHnsMA Menu (0) peakmus YibMmaHa OpOM(XJIOP)aHTPaxXHMHOHOB C Pa3IHYHBIMU
aMUHaMH WIH PEaKIUH KaTaTuTUIeCKOro aMUHUpoBaHus 9,10-aHTpaXMHOHOB, COJEpIKAIINX
Jerko yxomsmryto rpymmy (peaknust Byxsambna-Xapreura)]. IlepcrieKTHBHBIM MeTOIOM
MOAN(UKAIMY aHTPAXMHOHOB sBILIIoTCS Pd-Karammupyemsle peakiuu obpazosanus C-C-
cBs3u. Peakiusa Kpocc-coueTaHumss HOA- MM OpOM3aMEIEHHBIX aHTPAaXHHOHOB C
TEepMHHATIBHBIMU apUIIAlleTHICHAMH TaKXKe YCIEIIHO MCIOIb30BaHa sl TIOJydeHNsT HOBBIX
MaTepHanoB. Vcnons3oBaHne B peakIysax Kpocc-COYETaHUs TMAPOKCH3aMEIIEHHBIX, B TOM
YHCIIe TIPUPOAHBIX AaHTPAXHHOHOB, OTPAaHUIUBACTCS. MOJU(DHUKAINIMH TaIOTeH3aMEIIeHHBIX
MPOU3BOJHBIX U TPU(IATOB aTMU3apUHA, TypIypHHA U 3MOJHUHA. B CBS3M ¢ 3THMHU JaHHBIMU
U TMPAKTHYECKOH MOJIE3HOCThIO (PYHKIMOHANBHO 3aMEIIEHHBIX aHTPAXWHOHOB, pPa3paboTKa
CEJIeKTHBHBIX ~ METOJIOB MOAMGHKAIMK  CTPYKTYypsl JgocTymHoro l-ruppoxcu-9,10-
AQHTPaXUHOHA C HANPaBJICHHBIM BBEACHHEM apHIbHBIX, ATKHHIIBHBIX WM 3aMEIICHHBIX MO
aToMy a30Ta NPOMAPTHIBHBIX 3aMECTHTENEH IMOCPEACTBOM INPUMEHEHUS] Ha KIIOYEBOH
cragun Pd-kaTanusupyeMsIX peakinii Kpocc-COUeTaHus raJoreH3aMelIeHHbIX |-THIPOKCH-
9,10-anTpaxunonoB u Cu(l)-kaTanmm3upyemoil peaknun MaHHMXa STHHHI3aMEIIEHHBIX 1-
THPOKCHAHTPAXUHOHOB CO BTOPMYHBIMH aMHHAMH M (OPMAIBICTHIOM IPEACTABISIET
Ba)KHYIO U aKTyallbHYIO 3a/1auy.

Crenenb pa3paGoTaHHOCTH TeMbl. XHMMHYECKOE H3YYCHHE PEaKUMi HOI- Win
O6pom3amenieHHbIX |-ruapokcu-9,10-aHTpaXMHOHOB B YCJIOBHSX METAUIOKOMILIEKCHOTO
KaTaJli3a MPEJICTABICHO eIUHUYHBIMU IpuMepaMu. IIpeBpalieHus STHHHIAHTPAXHHOHOB B
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peakIMu ¢ BTOPHYHBIMH aMHUHAMH U (HOPMAIMHOM B NIPUCYTCTBHU COJIEH Meau paHee He
H3yJaJIHCh.

Leapr AuCcCEepTAMOHHOTO HCCJIETOBAHMSI: DPa3paboTka METONOB Moaudukanuu 1-
ruapokcu-9,10-aHTpaxuHOHa C IIOMOIIBIO pEaKUMH KpOocC-COueTaHus  HOI-, OpoM-
MOHO3aMeIIEeHHBIX WX 2,4-110poM3aMelIeHHBIX IPOU3BOAHBIX; CHHTE3 HOBBIX 2-apwmil-, 4-
apun- u 2,4-muapuizaMelneHHeIX  1-runpokcu-9,10-aHTpaxuHOHOB, B Takke 2- U 4-
STUHWIAHTPAXMHOHOB M 3aMELICHHBIX IO aTroMy as3ora 2- U 4-aMuHOmpomaprui-1-
TMAPOKCH-aHTPAXHHOHOB Ha MX OCHOBE.

OcHoOBHBIE 32Ja4Y1 JAHHOT'0 HCCJIEIOBAHMS

1. CuHTE3 MOHO- U AUTaNOreH3aMeleHHbIX 1-ruapokcu-9,10-aHTpaxuHOHOB.

2. U3yuenwme ycIOBHil peakMH KpPOCC-COUCTaHWsS TaJlOTCHUPOBAHHBIX  1-
THJPOKCHAHTPAXUHOHOB C apr(TeTapiiI)00pHBIMU KHCIOTaMHU.

3. Pa3paboTka MeTONOB MONy4eHHs 2-3THHWI- U 4-3THHMI-, a TaKKe 2-apHiIaJKuHHI-,
U 4-apunankuHUI3aMeneHHbIX |1 -ruapokcu-9,10-aHTpaxuHOHOB.

4. Nzy4yenue Menb-KaTaIN3UPyeMOi peakiuu |-TUIpOKCH-2-3THHUIIAHTPAXHHOHOB U 1-
THIPOKCH-4-3THHUIAHTPaXWHOHOB CO BTOPUYHBIMU aMUHAMH U (DOPMAIIBIETHIOM.

Hayunas noBu3Ha. [IpoBesieHO McclieoBaHNE PEAKIMU KpOcc-codeTanus 2-6pom-, 4-
non- u 2,4-nubpom-1-TUAPOKCHAHTPAXUHOHOB € apui(TeTapui)OOpHBIMU KHUCIOTaMHU.
Ilokazano, 4ro KaTtanu3 peaknuu TeTpakuc(Tpupenmipochun)namwiagueM ¢ x00aBKOH
TeTpadyTWIaMMOHHH OpoMHza B BOJHOM TOJNYOJIC IIO3BOJIIOT C BEICOKHM BBIXOIOM
CHHTE3MPOBaTh COOTBETCTBYIOLIME MOHOAPWI- M JHapui3aMelleHHsle 1-ruapoxcu-9,10-
AQHTPaxXMHOHBL. BBIABICHA BBICOKAs aKTUBHOCTH 2-apui-4-OpoM-1-rHIpOKCHaHTpaXMHOHA B
pEaKIMIX KPOCC-COUETAHHS C apUIITAIOT€HIJAMIL.

Pa3paboran MeTox cHHTE3a 2-3THHWI- WIM 4-3THHHI3aMeNleHHBIX 1-runpoxcu-9,10-
AQHTPaxXMHOHOB, BKJIIOYAIOIIMI pEakIMI0 Kpocc-coueTaHus 2-uon- wuiam  4-unon-1-
IMAPOKCHAHTPAXMHOHA C TPUMETWICWIHIALETWICHOM H MOCIeyoliee JeCHINIMPOBaHNE
3aMEIIeHHOTO TPUMETHICHIIAIKUHIII-1-Tunpokcn-9,10-anTpaxunona JIeWcTBUEM
TeTpadyTmiaMMoHuH (ropuaa.

W3ydena TpexXKOMIOHEHTHas peakuusi 1-rugapokcu-4-otunmin-9,10-anTpaxuHoHa co
BTOPHYHBIMM aMHHaMH M (QOpPMalbIErMIOM B IPUCYTCTBHM COCOMHEHHIl Menu.
CuHTe3upoBaH OOIIMPHBIA DAl paHee HEU3BECTHBIX 3aMENICHHBIX O aToMy a3oTa 4-
(amuuONpoOnMHMI)-1-THnpOKCH-9,10-anTpaxunonoB. [loka3zano, 4To peakiys 1-THIPOKCH-
2-otunnn-9,10-aHTpaxMHOHOB €O  BTOPMYHBIMH aMHHaMH W (QopManpAerujioMm B
HPUCYTCTBUH COCAMHEHUH MEIM NPOTEKaeT ¢ 00pa30BaHHEM CMECH 3aMELICHHBIX 110 aTOMY
azora 2-(amuHOmponuHWI)-1-ruapokcu-9,10-aHTpaXMHOHOB ¥ COOTBETCTBYIOIIMX  2-
amuHoMmeTmanTpal 1,2-b]dypan-6,11-1uoHos, JIETKO paszenseMbIX KOJIOHOUHOMH
xpomarorpadueii. CocTaB NpOAYKTOB 3HAYUTEIBHO 3aBUCHUT OT IIPUPOIBI AMHHA.



Teopernueckass W NpaKTH4YecKasi 3HAYMMOCTb. BEBISBIEHHBIE 3aKOHOMEPHOCTH
peakIMii  KpOCC-COUCTaHMsI TalloTeH3aMeNIeHHBIX 1-ruapokcu-9,10-aHTpaxMHOHOB ¢
apu(reTapriT)0OpHBIMI  KHCJIOTAaMU M TEPMHHAJIBHBIMH AJKHHAMH OTKPHIBAIOT HOBEIE
BO3MOXHOCTH CENEKTUBHOH MOAM(UKAIMN aHTPAXHHOHOB, COJEPKALIMX THUIPOKCUIIBHBIN
3amectuTens B monoxeHun C-1. IlomydeHHBIH KOMIIEKC HOBBIX 3KCHEPUMEHTATIbHBIX
JaHHBIX 110 TPEBPAICHUSIM 2-3THHWI- U 4->THHWI-1-Tunpoxcn-9,10-aHTpaXMHOHOB
JOTOJIHSIET TEOPETHYECKHe IPEJCTaBICHUS O TPEXKOMIIOHEHTHBIX PEAKIUAX C yJacTHEM
(YHKIMOHATN3UPOBAHHBIX aHTPAXHHOHOB.

[IIupokoe BappUpOBAHHE 3aMeCTUTENEHl B CyOCTpaTax M pearcHTax TMpPHUBENO K
MOJTYYCHUIO OOJBIIOro Habopa HOBBIX HPOU3BOJHBIX AHTPAXWHOHA C HMOTECHIMAILHOM
(hapMaKoJIOrH4ecKoi aKTUBHOCTBIO.

Ilo pesynpraTam mnposeneHHoro corpyaHukamu OUILl uHCTUTYTA UMTONOTMH U
HMHCTHTYTa XUMHYEcKoil ononoruu u ¢ynnamentansHoil mequuuasl CO PAH nepsuuHOTO
TECTHPOBAHUS ITUTOTOKCHYHOCTH B OTHOIICHHM OIyXOJIEBBIX KJIETOK YEJIOBEKa HOBBIX
Hpou3BOAHBIX 1-THapokcu-9,10-aHTPaXMHOHOB, COJAEPIKALIUX ApHIIbHBIC, IeTAPUIIbHBIE W
3aMeIeHHBIE 110 aTOMY a30Ta NPONUHWIbHBEIE 3aMecTuTenu B nojoxeHuwsx C-2 wim C-4, a
Taroke OMC-apHiIbHBIE 3aMECTHTENHN B IOJMOXKeHHsIX C-2,4, BBIBICHB! IEPCHECKTUBHBIC IS
JATbHEHIIIET0 UCCIIEIOBAHMS IIPOTHBOOITYXOJIEBEIE areHTEL.

MeTtomosiorusi M MeTOAbl HcCIel0BaHWA. B  Xxojxe BhIMONHEHHs  pabOTHI
HCIIOIBb30BATUCh COBPEMEHHbIE METOIbI OPIraHUYIECKOT0 CUHTE3a, OCHOBAHHBIE HA PEAKLUIX
KpPOCC-COUCTAHMS, aMHHHPOBAHUS, KaTaIU3HPYeMble  COCIMHEHHSIMH  IICPEXOMHBIX
METaJUIOB. BblfelieHne W 04nCTKa COSAMHEHHH OCYIIECTBIUINCH METOAAMH JKCTPaKIUH,
OCaK/eHMs, Xpomatorpaduu M KpHUCTAUIM3aUMH. B paboTe HCHONb30Banuch (GHU3HUKO-
XMMHYECKHE METOJbl YCTAHOBJIEHMS CTPYKTYPHl M YHUCTOTBI XMMHMYECKHX COEJHHEHUI:
SIMP, UK, YV ®-criekTpockonus, Macc-CIIEKTPOMETPHUS BBICOKOTO Pa3pelILCHHUS.

IMonoxeHns, BBIHOCHMBbI€ HA 3AIIMTY:

— OLEHKAa pEaKLMOHHOW CIIOCOOHOCTH TaJOreH3aMElLICHHbIX IPOM3BOJHBIX -
ruapokcu-9,10-aHTpaxMHOHA B PEaKIMU KPOCC-COUCTAHMS C apHIOOPHBIMH KHCIOTAMU H
TePMHHAJIbHBIMH aJIKMHAMH;

— CeJCeKTHBHBIE METOIbl CHHTe3a |-ruapokcu-2-otunmn-9,10-anrtpaxunona u 1-
ruapokcu-4-3tunun-9,10-anrpaxuHoHa;

— cunre3 4-[3-(N-3amerieHHbIX)aMUHONPOIHH-1-1]-1-ruapokcu-9,10-aHTpaxuHOHOB
peaknuel  TepMHHAIBHOIO  alKMHA  l-Tuppokcu-4-3TuHmin-9,10-aHTpaxwHOHAa  CcO
BTOPHYHBIMH aMHHAMH ¥ (OPMaIBJIETUIOM;

— peakuuu 1-ruapokcu-2-3tuHII-9,10-aHTpaXMHOHA CO BTOPUYHBIMH aMHHAMU H
(hopMaIIBIETHIOM B IIPUCYTCTBHH COSIUHEHUH MEIH;

— YCTaHOBJIEHHE CTPOCHHSI IOJIyY€HHBIX BellecTB Ha ocHOBe naHHbIX UK, YO, AMP
*H u ®*C cnexrpockonuu ¢ npuBIedeHnem 2D SKCIEPUMEHTOB H MACC-CIIEKTPOMETPHHE;



— JaHHBIC o B3aMOCBA3H CTPYKTYPa-IUTOTOKCUYHOCTH CUHTE3UPOBAHHBIX
IPOU3BOJAHBIX 1 -TUAPOKCHUAHTPAXUHOHA.

CreneHb 10CTOBEPHOCTH OOeCIeUeHa TIIATEILHOCTEIO MPOBEACHHS SKCIICPHMEHTa U
HPUMEHEHHEM COBPEMEHHBIX (M3MKO-XUMHUYECKHX METOJOB HCCICIOBAHUS CTPYKTYpBI
opranmuecknx coexuHeHHi. CTpoeHHE BCEX BIIEPBBIC ITOJYYEHHBIX BEIIECTB IOKAa3aHO
meromamu 'H, ®C SIMP, UK, Y®-cnekrpockonuyu (B TOM 4YHCIE C IPHUBICYCHHEM
JBYMEPHbBIX TOMO- I TeTepOsACPHBIX dKcrepumentos (*H-'H COSY, H-13C HSQC, H-3C
HMBC), Mmacc-cieKTpOMETPHH BBICOKOTO Pa3peIleHHUsI.

Anpo6amusi pa6oTel. PaboTa BEINONHSIACE B COOTBETCTBUHM C IUIAHAMM HAYYHO-
UccreoBaTeNnbCKUX paboT denepabHOTO TOCYAAPCTBEHHOTO OOMKETHOTO YUPEKICHHS
Hayku HoBocubupckoro wuHCTHTyTa oOpranudecko xumuu uM. H.H. Bopoxwnosa
Cubupckoro otaenenns: Poccuiickoii akageMun HayK IO IPHOPUTETHOMY HAIPaBJICHHIO 5.6
"XuMmudeckue NPoOTEeMBI CO3MaHHS (APMaKOJOTHYECKH AaKTUBHBIX BEIIECTB HOBOTO
noxosieHusa" (mporpamma (QpyHIaMEeHTaIbHbIX Hay4dHbIX uccienoBanuii CO PAH Ne V.41.1,
npoekt V.41.1.6 u V.48.1.5, npu momuepxke rpanta PH® (Ne 18-13-00361) u rpanTa
POOU (Ne 19-53-44003).

Io Teme muccepTanmy OmyOIMKOBAaHO 2 CTaThU B PEIEH3UPYEMBIX HAYYHBIX XKypHAIaX,
pexomennoBaHHbIX BAK, u 3 cooluienus B BUe Te3UCOB JOKIAI0B.

JInyHBIA BKJIAJ COMCKATENsl COCTOMT B HEIMOCPEJCTBEHHOM Y4acTHUH B IPOBEACHUU
CHHTETHYECKHX OJKCIEPHMEHTOB, 00pa0OTKe SKCICPHMEHTANIbHBIX NaHHBIX, aHAIH3e M
UHTEPIPETaly IMOJIY4YCHHBIX DPE3YyJIbTAaTOB, NPUBEACHHBIX B JHCCEPTALMOHHON paborte,
MOATOTOBKE HAYYHBIX CTATEH U TE€3UCOB K ITyOIIHMKALHH.

CrpykTypa quccepranuu. Padora m3noxxerna Ha 130 cTpaHnIaX MaIMHONMCHOTO TEKCTA,
cofepKuT 76 cxeM, 5 pucyHkoB, 13 tabmui. JluccepTanyionHas paboTa COCTOUT U3 BBEICHUS,
JIUTEpaTypHOro 0030pa, OOCYXKICHHS PE3yJbTaTOB, JKCIEPHUMEHTAIBLHON YacTH, BBIBOJOB,
CIMCKa IUTHpYyeMol uTepatypsl (145 nurepaTypHbIX HCTOYHUKOB).

OCHOBHOE COJEPXKXAHUE PABOTbI

Bo “Beeaenun” 000cHOBaHa aKTYaJIbHOCTH TEMBI JUCCEPTALNH, CHOPMYIHPOBAHA LIEITh
UCCIICZIOBAaHUS, HAay4yHas HOBHM3HA, TEOPETHYECKas M INPaKTHYeCKas 3HAYUMOCTb PabOThI.
I'maBa 1 “JIuTepaTypHblii 0030p” BKIIOUaeT 0000IIEHHE IUTEPATypHBIX OAHHBIX IO
OMOJIOTHUECKOM aKTUBHOCTH THIPOKCHAHTPAXHHOHOB, BEIIEICHHBIX U3 PACTCHUH, U JAHHBIX
10 XUMHUYECKOH MOIU(UKanMU psga MOCTYIHBIX THIPOKCHAHTPAaXHMHOHOB. B rmase 2
“O0cy:xaeHne pe3yabTaATOB” IPEACTABICHBI PE3YJITATHl BBIIIOJHEHHOIO HCCIICAOBAHUS U
aHanM3 CTPOCHHS HOBBIX BellecTB. B rmaBe 3 “DkcnepuMeHTaidbHasi 4acTh”



MNPEACTABJIEHbl NAaHHBIE II0 MCIIOJB30BaHHBIM MaTepualiaM, O60pyHOBaHI/I}O, MCTOJUKaM
HIPOBEACHHUSA SKCIEPUMEHTOB U (1)I/I3I/IKO'XI/IMI/I‘{CCKI/IG XapaKTEPUCTUKU HOBBIX COGZ[HHGHHfl.

1. CuHre3 rajioreH3zaMelmieHHbIX NMPOU3BOJAHBIX l-rl/l)JpOKCﬂaHTanI/IHOHa

Jnst MoampuKanuum aHTPaxXMHOHOBOTO OCTOBAa CHadama OBUI IIPOBEJECH ITOHMCK
CEJIEKTHBHOTO MOJNY4YEeHHS MOHO- W JANOPOMIIPOM3BOIHBEIX 1-THIpOKCHAaHTpaxWHOHa 1.
HM3BecTHO, 4TO peakiuio OPOMHUPOBAHMS HNPOBOAMIM B YKCYCHOH KHCIOTE B HPHCYTCTBHH
arrerara Hatpus ¢ 1.55 akB. 6poma mpu 120 °C. MbI HalwIM, YTO COOTHOIICHUE COSANHEHHI
2 n 3 W3MeHseTCs NPONIOPIMOHANBHO H30BITKY Opoma. lcmonb3oBaHHEe HEOONBIIOTO
M30BITKA  TO3BOJSIET  MONYYUTh  2-OpoM-1-THIPOKCHaHTpaxWHOH 2 B KadecTBe
€IMHCTBEHHOTO mponykra (tabm.l). Ilpm yBemumueHMH HU30BITKA 1O YETBIPEXKPATHOTO,
BO3pacTaeT A0JIs NpoyKTa Audpom3amereHus 3.
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Cxema 1

Tabmuna 1. bpomupoBanue 1-ruapoxcuanTpaxutona 1.

Boixon, %
Ycaosus 5 3
CH3;COONa, Br; (u36. 1.1), CH;COOH 90 -
CH3;COONa, Br; (u36. 1.55), CH;COOH 55 40
CH3;COONga, Br, (u36. 4), CH;COOH - 80

Ilo panee m3BecTHOW MeTOAMKE IS MONydeHUs 4-OpoM-1-THIPOKCHAHTPaXWHOHA 5
TIPOBOAIIN IBYXCTAIAUHHBIN CHHTE3 C MOCIIEIOBAaTEIbHBIMU PEAKIMSIMI JHAa30THPOBaHUS 1-
AMHUHO-4-TH/IPOKCHAHTPaxXUHOHA 4 M 3aMelleHHs Jua3orpynnsl Ha Opom. B pesynbrare
ObUIO BBIACIICHO coequHeHne 5. Mbl mokasaiu, 4to 1-ruapokcu-4-uofaHTpaxuHOH 6 Takke
MOJKET OBITh IOJTy4YeH U3 COeAUHEHHs 4 1m0 cxeme 2.

O OH
1. NaNO,, HBr, 5°C 1. NaNO,, HCl, 0 °C
CUBr HBr, t 2. KI, HZO t
50% 79% ‘O
;
6

Cxema 2
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B smreparype mnpeuIoKeH METOJ NPSIMOTr0 HOAMPOBAHUS TI'MAPOKCHAHTPAXMHOHOB
HOJIOM ¥ HMOJHOBATOH KHUCIOTOW B YKCYCHOH KHCIIOTE€ B IPHCYTCTBHM aleraTta HaTpHsL.
IIpoBeneHre MOAUPOBaHKMS 1 MOJOM M HOJATOM Kalus B HPHCYTCTBHM alerara HaTpHs
NPUBOJUT K 00pa30BaHUIO |-THAPOKCH-2-MOJaHTPaXUHOHA 7. BBIXOJbI HE OTIMYAIOTCS OT
OIMHCAHHBIX B JIUTEPAType, U cocTaBisiioT 90-95 %.

O OH O OH
I, KIO3 CHzCOONa

CH3COOH
T o09s%
5
1 7

Cxema 3
Takum o0pa3oM, mpsiMOe TajJoreHHpOBaHHE 1-THMAPOKCHAHTPAaXWHOHA 1 IO3BOJIHIO
CHUHTE3UPOBATh 2-6pom-, 2,4-mubpom- u 2-nox-1-TUIPOKCHAHTPAXUHOHEL.
ITocnenoBaTenbHOCTh PEAKUMIl  JMA30THPOBAaHUS  1-aMHMHO-4-THAPOKCHAHTPAaXMHOHA U
3aMEIIeHUs  OUa30rPyNNbl  MO3BOJNIMIA  CHHTE3UpoBaTh  4-uon- wam  4-6pom-1-
THPOKCHAHTPAXUHOHBL

2. Peakuust Cy3ykn-Musiypsl ¢ y4acTHeM rajioreH3aMeIeHHbIX POU3BOAHBIX 1-
THIPOKCHAHTPAXHHOHA

W3 nurepaTypHBIX JaHHBIX U3BECTHO, 4TO 2,6-qunox-1,5-muruapokcu-9,10-anTpaxuHoH
Jerko  pearupyer ¢ (GEHWIOOPHOM  KHCIOTOM B TNPHCYTCTBHM  TETPAaKHC-
(rpudpenundochun)namaans (11 mon%) B KadecTBe KaTaauzaTopa U KapOOHaTa HAaTpUS B
KayeCcTBE OCHOBAaHWS IPM KHUISAYEHMHM B CMECH TOJYOJ-3TaHON C 00pa3oBaHHEM
COOTBETCTBYIOLIETO 2,6-IMapHI3aMELICHHOTO AHTPAXWHOHA. B aHAJOTMYHBIX YCIOBHAX
MPOTEKaeT peaknus 2-MOJIMOJWHA C apwiIOOpHBIMH KucioTamu (4 o9kB.). M3ydenue
ycnoBuii peakmun Cy3ykd TIpOBOIMIM Ha NpUMepe peaknuil 2-6pom-l-ruppoxcu-
aHTpaxuHOHa 2, 2,4-11ubpom-1-ruipokcu-aHTpaxuHona 3, 4-0pom-1-rupoKcHaHTpaxuHOHA
5 u 1-runpokcu-4-nonanrpaxunona 6 ¢ 3,4,5-(tpumerokcu)penundoopuoii kucnoroit 8 (1.2
9KB.). B3aumopeiictBue rajgores-1-rupoKCHaHTPaXHHOHOB c 3,4,5-
TPUMETOKCH()ECHWIOOPHOH KHCIOTOH B AMOKCaHe (KumsdeHwe, 11.5 4) B IpPUCYTCTBUH
Terpakuc-(tpudpenmndochun)namiaaus, kapOoHata Kaausi W TeTpabyTHIaMMOHUIA
NpUBOIUIIO K oOpa3zoBaHuio coequHeHnid 9a, 10a u 1la c¢ Bexomamu 86%, 67% u 85%
COOTBETCTBEHHO (cxema 4). HamOonpmas aKkTHBHOCTE B PEAKIUH KPOCC-COUCTAHMS
HaOmonanace it 1-runpoxcu-4-nomantpaxunona 6. B ciywae OpomaHTpaXMHOHOB 2, 3
peaKkiMu KpOCC-COYETaHHs MPOXOAWIM C HEMOJNHOH KoHBepcued. Peakumst 4-OGpom-1-
THIPOKCHAHTPAXUHOHA 5 ¢ apuiIO0pHOI KHCIOTOI 8a He mpoTeKaa BOBCe.



OMe
OMe

(@] OH B(OH)2 (@] OH
Br
9OOA O T
E —
I MeO OMe
O Me [¢]
2 8a 9a

O OH
a
6 + 8a—>
(0]
MeO l OMe

OMe

a: Pd(PPhg),, K,CO3 1 TBAB, TOnyOn - BOAa, 100 °c, aproH Ha
Cxema 4

Peakuus 1-ruapoxcu-4-noganrpaxunona 6 c 3,4,5-tpumerokcudeHUIO0PHO KUCIOTOI
8a (4 »o9KB.) B IPUCYTCTBUH TeTpakuc-(Tpudenmwidpochun)namiaanss B KadyecTBe
KaTaJlM3aTopa U rHApOKapOOHaTa HATPUsl B KQUECTBE OCHOBAHMS B YCJIOBHUSX, OIMCAHHBIX
UL pEeaKUHH KpOCC-COYeTaHHsi 2-HOAIMOJMHA C apWIOOPHBIMH KHCIOTaMH (TOJIYOJI-
sranoi-Boaa, 80 °C, 12 4) mpusoauno k obpasoBanuio coequHeHus 11a ¢ Beixomom 89%
(cxema 5).

O OH B(OH), Pd(PPhs),, NaHCO, O OH
* Ph-CHg:C,HsOH:H,0
SOSE Do o (T
I Meo OMe
0 Me )
6 8a O
MeO OMe
OMe
1la
Cxema 5

Hamu wu3yueHO BIMsSHHE pPAacTBOPHTENS] Ha  BBIXOJ MHPOAYKTOB. Peakuuu
rajioreH3aMeIleHHbIX |-rHApOKCHaHTpaxuHOHOB 2, 3, 6 ¢ apunbopHo# kucnoroit 8a (1.2
9KB) MPOTEKAIM C MOJIHOW KOHBEPCUEH B CUCTEME TOIYOJ—Boaa B cooTHomenuu: 5:1, 10:1,
25:1 (tabmmma 2). Peaknum BO BCeX cilydasX MPOBOJMJIKMCH C HCHOJB30BAaHHEM JTOOABKH
teTpabytunammonuit 6pomuza (1 skB). B mepBom ciydae (Gonbliee comepskaHUE BOJBI)
HaOmonanoch  obpasoBanue mpoaykra 9 U3 2-OpoM-1-THOPOKCHAHTpaxWHOHA C
HauOOJIBIINM BBIXOZOM Tipu HarpeBanuu 10 100 °C B Teuenwe 6 4, a B peakuun I-
THAPOKCH-4-HoaHTpaxiHOHa 11a BBIXOJ YBEIHYMBAJICS MPOIOPIUOHAIBHO YBEIHICHHIO

KOJIMYECTBA TOJIyOJa ¢ OMHOBPEMEHHBIM YMEHBIICHUEM BPEMEHU PCAKIINU.
9



Tabmuma 2. [Tondop pacTBoputernst 11t mpoBeaeHus peakuu Cy3yKu.

PacTBoputens Bpewms peakiuu, u Brixon, %
9a 10a 11a
JIMOKCaH 115 86 67 85
tosyon—Boza (5:1) 6 93 90 90
Tonyon—Boza (10:1) 45 70 90 93
Toyon—Boza (25:1) 25 71 90 98

Takum 00pa3oM, BBIXOJbI HPOAYKTOB KPOCC-COYETAHMS YBEIMYMBAIOTCA IIPU
HCTIONB30BaHUK JBYX(a3HOW CHCTEMBI PacTBOpHTENEH BOHAa—TONyos (110 CPAaBHEHUIO C
JTINOKCAHOM).

Ilono6paB momxonsummii  pacTBOpuUTenb, Obula mpoBeaeHa peakuuss Cy3yku
raJlOTeHIIPOU3BOHBIX |-THAPOKCHAHTPAXHHOHA C Pa3IMYHBIMHU ApHIOOPHBIMH KHCJIOTAMHU B
MIPUCYTCTBUY TeTpaKHCc(TprupeHIIDOCHHH )IaIays.

R4
B(OH), O OH R? 86,96: R'= R? = R®=R* = H (74%);
Rl , 8898RI=Me RZ=R3=R*=H 65%)
- a O‘O R® &r, or: R*=OMe, RL = R2=R* = H (68%);
Ri R? = R 8p, 9a: R! = R? = OMe, R®= R* = H (78%);
Ta 1 8e, 9e: R' = R®=H, R? = R* = F (56%);
a6 96-3 8k, 9 R = Cl, R? = R® = H, R* = CF3 (52%);

83,93 R1=CF;, R®=CI,R?=R*=H (71%)-

O OH
6+ 863 » O‘O
5 RY
R4 O R?

106: R'=R?=R3=R*=H (90%); R3 116: R*=R?=R%=R* = H (90%); R3

108: R = Me, R? = R® = R* = H (60%); 10 11e: R* = Me, R? = R® = R* = H (90%); 11

10r: R3 = OMe, R' =R? = R* = H (93%); 11r: R®=OMe, R? = R? = R* = H (92%);

10a: R! = R? = OMe, R®=R* = H (78%); 114 R'=R?= OMe, R®=R* = H (66%);

10e: R = R3=H, R2= R = F (49%); 11le: R'=R®=H, R? = R* = F (84%);

10x: R = Cl, R? = R® = H, R* = CF3 (93%); 11x: R'=Cl, R? = R®=H, R* = CF4 (84%);

103: R! = CF3, R® = CI, R? = R* = H (57%)- 113: R! = CFy, R® = CI, R? = R* = H (52%)-
Cxema 6
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a: Pd(PPh3)4, K,CO3 1 TBAB, TOynon - Boaa, 100 °C, aproH

Cxema 6 (IpomoDKEHHE)

BBICOKYIO aKTHBHOCTb B PEaKLMU IMOKa3aid (EHUIOOPHBIC KHCIOTHI C JOHOPHBIMH
3aMECTHTEISIMU. Peakius npoxoauia IOJHOCTRIO 32 KOPOTKOE BpeMs, IIEJICBbIE IPOTYKTHI
TIoCJIe XpoMaTorpaduaeckoil OYUCTKY OBUTH BBIIEIEHBI C BEICOKUM BBIXOJIOM.

B ciy4ae kpocc-coueranus ¢ peHWIOOPHBIMH KUCIIOTaMH, COAEPIKALMMHU aKIEITOPHbIE
3aMECTHTENHU, BBIXOZABI ObUIM 3HAYUTENBHO HWXKE. A € TeTCPOLMKIMYECKUMU OOPHBIMU
KHCJIOTaMH BOOOIIE He yJaloCh MOTYYUTh KaKHe-TH00 IMPOIYKTHl ¢ OPOMAaHTPAXUHOHAMH 2
H 3, IPOUCXOMIIO OCMOJICHHE KaK HCXOMHOTO BEIECTBa, Tak U (ypriIOOpHOH KHCIOTHL. B
peaKLuax Kpocc-codyeTaHust |-ruapokcu-4-MoJaHTpaXMHOHA 6 BBIXO/b! ObLIM 3HAYMTENIBHO
BbIIE, M JaXe YAAIOCh IOJYYUTh YHOBICTBOPHUTENIBHBIC BBIXOABI B pEAKIMH C
reTapriIOOpPHBIMH KHCIOTAMH.

Hamn H3y4anach BO3MOKHOCTh MOy YEeHUS MOHOOPOM3aMeIeHHBIX
apUIaHTPaxXMHOHOB. B3aumoneiictBue coenuHenus 3 ¢ 3,4,5-TpumeTokcrnpeHUI00pHOM
kucioToit 8a (1.2 9KB.) IPUBOAHIIO K 0OPa30BaHMIO CMECH MOHO3aMEIIEHHOTO MpoaykTa 12
(BbIX0J 24%), mpoaykra ausamerienus 10a (Beixoq 45%), koHBepcus coctamia 88%.

OMe

a: Pd(PPhg),, K,CO43 1 TBAB, TOnyon - BOAa, 100 °C, aproH

Cxema 7
BsauMmoneiicTBre TUOpOM3aMEIIEHHOTO aHTpaxWHOHAa 3 ¢ 4-MeTOKCH(EHHIOOPHO
KHCIIOTOM 8r m3ydanock Oonee moapoOHO. [lokaszaHo, 4TO JaHHAs peaknus HE JOCTHTaeT
TOJIHO#M KoHBepcuu npu Temmneparypax 80-90 °C; tonbko nposenenne peaxuuu npu 100 °C
NPUBOAMT K TMOJHONH KOHBEPCHH HCXOAHOTO COCJAMHECHHS W YBEJIMYCHHUIO BbIXO/a
coenunenns 13 1o 39% (Tabimna 4).

11



8r 13 14 O

OMe

a: Pd(PPhg),, K,CO5 1 TBAB, TOnyon - Boaa, 100 °c, aproH

Cxema 8

Tabmuna 4. BausHue TemmepaTypbl Ha BBIXOA W COCTaB NPOAYKTOB peakuuu 2,4-
nubpom-1-ruapokcuanTpaxuHoHa 3 ¢ 4-merokcudeHnnoopHoit kucnoToit (1.2 7kB.).

Boixon nponykroB peakiuu, %

Temnepatypa, °C | Kousepcus, %

13 | 14 | 10r
100 100 39 8 40
90 92 30 29 27
80 83 35 26 22

Hamu n3ydena akTHBHOCT MOHOAPWII3aMEICHHOTO COEAMHEHMs 12 B peakiuu Kpocc-
COYETAaHHS C Pa3JIMIHBIMHU apHIOOPHBIMU KHCIOTaMH. Peaknmio coenunenust 12 npoBoauim
C apuiaOOpPHBIMH KHCIOTAMH Pa3IMYHOW OpUpOZbl: (eHuibopHas kuciora 86, u
apuiOopHble KUCIOTHI 8r, 83, ¢ HOHOPHBIM U C aKLENTOPHBIMUA 3aMECTUTEISIMU
COOTBETCTBEHHO. Pe3ymbraThl mpuBeseHbl Ha cxeme 9. Kak BuzpHO, B ommume ot 4-
OpoM3aMenIeHHOro 1-THApPOKCHaHTpaXMHOHA 5, ero 2-apmi3aMenieHHOe Ipou3BomHOe 12
00JazaeT BBICOKOIT aKTUBHOCTBIO B PEAKIMK KPOCC-codeTaHHs. MOXKHO clienaTh BbIBO, YTO
HaJIMYMe JOHOPHOTO 3aMECTHTEINS BO BTOPOM I10OJIOKEHHH aKTUBUPYET OpOM B 4 MOJIOKEHUH
W YBEJIMIMBACET BBIXOJ IPOAYKTA PEAKIIHN.

OMe
OMe
B(OH),
Rl
a OMe
=
R2
12 86, 8r, 83 15 86, 15a: R = R? = H (68%);
s ke 8r,156: Rl =H, R? = OMe (89%)
a: Pd(PPhg),, K,CO3 1 TBAB, Tonyon - BOaa, 100 °C, aproH 83, 158: R = CF;, R? = Cl (57%)
Cxema 9

12



Taxum 00pazom, peakuuu Kpocc-coderanus 2-0pom-, 4-uox u 2,4-1udpoM3aMenIeHHBIX
1-TUIPOKCHAHTPAXWHOHOB C  apwiI(IeTapwi)OOpPHBIMH — KHCJIOTaMH B IPUCYTCTBUH
terpakuc(rpudenmnpochun)namanus, terpabyTuiaMMOHHNA OpoMHIa W OCHOBaHHUS B
BOJHOM TONyoJie IIO3BOJIAET CHHTE3UpOBAaTh 2- WIH 4-MoHOapuia- wma  2.4-
JMapHI3aMeleHHbIe | -THIPOKCHAHTPAXUHOHBI C BBICOKMMH BBIXOJaMHU. BbIsBIIeHa BbICOKas
aKTUBHOCTh  2-apwi-4-OpoM-l-ruipokcuantpaxuHoHoB B peakmun  Cy3ykm ¢
(heHMITOOPHBIMY KUCIIOTAMH, COJCPKAIMI JOHOPHBIE 3aMECTHTEIIN.

3. Peakuus COHOFaH]l/Ipr C yYacTHEeM rajloreH3aMelleHHbIX ITPOU3BOAHBIX 1-
THAPOKCHAHTPAXUHOHA

W3BectHO, uTO 1-MOZaHTpaxWHOH 0O0NamaeT BHICOKOW AaKTUBHOCTBIO B PEAKINH
CoHoramupsl. M3ydyeHO XUMHYECKOE IOBEIEHHE CHHTE3MPOBAHHBIX TakuM oOpaszom 1-
apuI(reTapyuiI)3THHUIIAHTPAXHHOHOB B PA3JIMYHBIX PEAKLHUSIX FeTePOIUKIN3aINN.

Hamm  wm3yueno  B3ammojneWcTBMe — 1-THApPOKCH-2- H  4-TajJoreH3aMenieHHbBIX
AQHTPAaXUHOHOB 2, 6 ¥ 7 ¢ apmianermieHaMu. [TokazaHo, 9To B3aUMOJEHCTBUE 1-THIPOKCH-
4-nopantpaxuHona 6 ¢ penunanernienom 16a B 6ensosne/ Toiayone/ JIM®A B npucyTcTBUM
nogupa wmemu (1), nmuxmopouc(rpudenundpochun)namnaaus, tpudenmwipochuna u
TPUAPTWJIAMHHA B CTAaHAAPTHBIX YCIOBHSAX peakuuu CoHOrammpbl HOpH  HarpeBaHUH
peakuuoHHoM cmecu 110 65 °C B TeueHue 7 4 He NPOTEKaeT.

Peakmuio kpocc-coueranus yaaiaoch mposectd B JIM®A B mpucyTCTBUM MOAUAA MEIH
(D, muxnop6uc(rpupenunbpocuH)naIIaans, OCHOBAHHS TPHUITHIAMHHA W JO0ABKA
TeTpabyTmiaMMoHni 6pomuna npu temmeparype 65 °C (cxema 10). Ilpu Gomnee BEICOKOI
TeMIieparype HaOJIoJaloch CHIBHOE OCMOJICHHE PeakIMOHHOW cMecH. [Ipm mpoBeneHun
YKa3aHHOW peakIMd B YCIOBHUSIX 0€3-MeIHOTO KaTaan3a HUKAKUX MPEBPAIIeHUH HCXOIHOTO
coeMHEeHUs1 He Habmomanoch. BrusiHue n30biTka TpusTwiamuHa 1 TBAB Ha BbIXOX
MpOAyKTa OBUI0 H3y4eHO Ooliee MOAPOOHO W BBIABICHO, 4YTO, HAMOOJBIIMN BBIXOJ
coenuueHns 17a (Berxon 80%) Habmronaicst IpH HUCIIONB30BAaHUM 3 3KB. TPHATHIAMHHA U
0.2 sxB. TBAB.

O OH H Pd(PPhs),Cl, Cul,
NEt; TBAB
LX)+ Rehesteumyon,
I
O
6 16a
Cxema 10

B HaliieHHBIX YCIOBHSIX peakiued Kpocc-coueTaHusi 4-HOMIPOU3BOAHOTO 6 ¢
apwnanerunenamu 166-r (NEtz — 3 sks., TBAB — 0,2 3kB.) npu HarpeBanuu B MDA B
TedeHue | 4. ObLIM MONyYeHbI MPOAYKTHI 176-1 ¢ Boixonom 41-52% (Cxema 11).
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O OH H Pd(PPh3),Cl,, Cul, O OH

NEt, TBAB
SOSRNGW T ooo
I
O
6 R® 166
166, 176: R1 = H, R? = OCH, (52%); O
168, 178: R* = H, R? = F (46%); R
16r, 17r: RL = COOC,Hs, R? = NHCOCH; (41%). R 176
Cxema 11

B HaliieHHBIX  yCIOBMAX ~ JIETKO  IpOTeKala  peakuus Homuga 6 ¢
TpuMeTwiIcHmianetmwieHom 16a (Cxema 12). [lecwmmimpoBaHue coenuHeHus 1774
nelicTBueM TeTpabyTriiaMMoHuid ¢ropuza (2 5xB., 30 MHH.) B XJIOPHCTOM METHJICHE IJIaIKO
npuBoAWIIO K 4-3THHHI-1-runpokcuanTpaxuHoHy 18. IIpoOHBIE OMBITHL MO MPOBEACHHIO
JNeCWINIMPOBaHUs coefrHeHus 17 peifictBueMm kapOoHaTa Kamus (2 5KB.) B METaHOJE
noTpeOOBa  3HAYUTEILHOTO YBEIMYECHHUS BpPEeMEHHM peaknuu. llpu ImepememmnBaHUN

peaxuuy Ipyu KOMHATHOU Temieparype B TedeHue 20 4, koHBepcus cocraBuia 45%, BbIXOJ
- 27%.

O OH H Pd(PPhj),Cl, Cul,
NEt; TBAB
SO SN Yy ooo
0, 0,
I iMe, 83% 4%
6 164 17n
|Me3
Cxema 12

Wzydenne  peakumm ~ KpPOCC-COUCTAHMSI  2-TaJOT€H3aMEUICHHBIX  1-THIPOKCH-
AQHTPAXMHOHOB 2 W 7 C TEPMHUHAIGHBIMH aleTHJICHAMU NPHUBENO K CICAYIOIHM
pe3yabraTaM. BbUIO BBISBICHO, YTO 2-OpOM-1-THAPOKCHAHTPaxXMHOH 2 00azaeT HHU3KOM
aKTUBHOCTBIO B PEaKIMU ¢ (HEHUIALETWICHOM B 0003HAuCHHBIX HIDKe ycnoBusax (Cxema
13). TIpu nposenenuu peakiuu B JIM®PA mpu 100 °C Habmomanock 3HAYMTENTBHOE
OCMOJICHHE, ¥ BBUIEIUTH MPOYKTHI HE yIATOCh. [Ipn yMEHBIIEHHH TeMIepaTyphl 10 85 °C
BbIXOA mpoaykra 19a mocne KoNOHOUHOH Xpomarorpaduu coctaBuin 5%, Takke
Habonanocs ocMonenue. [Ipu yMeHbLIEHHH TeMIepaTyphl 10 65 °C Beixoa mpoaykra 19a
cocraBuia 17%. [Ipu Gonee HU3KOM TemIepaType IOJIHAsT KOHBEPCHS HE JOCTHUTACTCS Jaxke
TIpY 3HAUUTENFHOM YBEIIMUCHUH BPEMEHH PEAKIHH.

Ilpu mnposenenun peakuun CoHoramupsl 2-0poM-1-rHApOKCHAaHTpaxMHOHA 2 C
¢dennnanernienom 16a B Tonyose B orcyrcrBun n06asku TBAB B Teuenue 10 4 koHBepcus
cocrasuia 54%. Beixoz coequnenus 20 — 34%.
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Ph  Pd(PPhy),Cl, Cul,
NEt; TBAB Pd(PPh;),Cl, Cul, NEty

O OH
=
O‘O AMgA, 65 °C, apro - H Ph-CHj 65 °C, aproH
h 34%
o)

17%
kOHBepcus 54%
19a 16a

Cxema 13

Kak BuaHO, 2-OpoM-1-ruipOKCHAHTpaxuHOH 2 o0nagaeT HHU3KOW aKTHBHOCTBIO B
peakuyn Cosorarupsl. [IpoBeneHrne peakuuy HPH JUIMTEIFHOM HAarpeBaHHU B TOJYOJIC
crocoOCTBYeT 00pa30BaHHMIO MPOAYKTa LUKInM3auuu — 2-penutanrpall,2-b]pypan-6,11-
nuoHa 20.

TIpu [POBEICHUH  PEaKIUU KpOCC-COYETaHHs 2-M0/3aMEILICHHOTO 1-
IHAPOKCHaHTpaxuHOHa 7 ¢ (eHmtanerwieHoMm 16a B IM®PA B NpHCYTCTBUM HOAUIA MEIH
(D, muxnopouc(rpudennndochuH)namiagms, OCHOBAHHS TPHITWIAMHHA B OTCYTCTBHH
nobasku TBAB (1 wac) u3 peakuMOHHOI CMecH BBIIENCH TONBKO HPOAYKT Kpocc-
COYCTaHUs-IUKIN3ALIH, COOTBETCTBYrOMH 2-¢heHunantpall,2-b]dypan-6,11-1mmon 20 c
BBIXOA0M 18 %.

O OH | Pd(PPhg),Cl,, Cul, NEt
0,
SOCAI b N
I
@

18%

f
h
7 16a

Cxema 14
ITpu mpoBeaeHUH KPOCC-COYETaHHsI B TOJyoje B OTcyrcTBUe nobaBku TBAB peakius
npomaa 3a 1 gac ¢ BeIX0JOM 65%. AHaNOTHYHO TMPOBEIH PEAKLHUIO C apuialeTHIEHAMU
16a,B,r. BoIxoabl IpOayKTOB peaknuii mpeacTaBiIeHs! HA cxeme 15.

RZ
H e

o 9 | H Pd(PPh),Cl, Cul, NEt, o o = Rl

Ph-CH; 65 °C, aproH O‘O
.

I Rl

O
7 re O  10am

16a, 19a: R* = R = H (65%);
168, 196: R* = H, R? = F (47%);
16r, 198: R = COOC,Hs, R? = NHCOCHj; (54%)-

16a,168,16r

Cxema 15
BsanmonetiicTBue 1-ruppokcu-2-HONaHTPaXUHOHA / ¢ TPUMETIICHIMIIALCTHICHOM 167
npoTekasio ¢ obpazoBanueM coequHeHus 19a, Beixonq cocraBun 97% (Cxema 16).
IMocnenytomee NECHIMINPOBAHUE B XJIOPHCTOM METWJICHE NPHBOIWIO K 00pa30BaHUIO
15



CMecH TepMHHaJbHOro arermwieHa 21 u antpall,2-b]dypan-6,11-nnona 22 B paBHOM
COOTHOILICHHU MOCJIE pPa3leliCHUs KOJIOHOYHOW Xpomarorpadueil Ha cunukarene. Ipu
3aMEHE pAcTBOPHTEIs Ha TeTparuapodypaH HabIrogasoch 00pa3oBaHHE —TOJBKO
TEPMHHAJIBHOTO aleTHIeHa 21, KOTOpbli ObUI BbIIEIEH C BBIXOAOM 76%.

O OH O OH SiMe,
I H Pd(PPhg),Cl, Cul, NEt; =Z
+ Ph-CHg 65 °C, aproH
| ‘970/ :
I iMe, 0 I
7 16n 19n
O OH H O OH H
Z Z
900 o e T
+ 198
i CH,Cl, o i
O O
21 1
39% 39% 76%

Cxema 16
Taxum o6pazom, 1-TuapoKCH-4-HOJAaHTPAXUHOHOH JIETKO pearupyer ¢ TePMHHAIBHBIMU
aneTwieHaMHu B npucytcTBud noguaa meau (), auxmopouc(rpudennndocdun)namanms,
TPUATHIAMHHA M 100aBKH TeTpaOyTHIaMMOHMH OpoMuma ¢ oOpa3oBaHHEM C BBICOKHM
BEIXOJIOM 4-apWIIdTHHWI- WM  4-TPUMETHICHIMISTHHIUI3aMeIeHHbIX | -ruapokcu-9,10-
AQHTPaxXMHOHOB. 2-bpoM-1-TuipoKCHaHTPaXUHOH 00J1aJaeT HU3KOW aKTUBHOCTBIO B PEaKIUU
Kpocc-co4yeTaHus ¢ (eHUNIAIeTUICHOM. YBEJIHMYCHUE BbIXOJa HaOmogaeTcss B peakuuu 2-
HOJI3aMEICHHOTO IIPOM3BOAHOTO 7 C apuialeTWIeHaMH. B pesynpraTe IpoBEeIeHHOTO
HCCIIE0BAHMS TIPEJIOKEHB! YCIOBHS ITOJIYyYeHHS 2- U 4-3THHII3aMEIIeHHBIX |-THIPOKCH-

9,10-anTpaxuHoHOB 18 1 21 ¢ BBICOKHM BBIXOJIOM.

4. Cunre3s 1-(3-amunonpon-1-uHmi)-4-ruipoKCHAHTPAXHHOHOB, COAEePKAIINX
pa3IMYHbIe 3aMeCTHTEIH IPH ATOMe a30Ta

D¢ dexTUBHBIM crIOCOOOM CHHTE3a COSAMHEHHH, COAEPKAIINX B CTPYKTYpe (parmeHrt,
3aMEIIEHHOTO 0 aTOMy a30Ta MPOMApPTHIaMHUHA, SBISETCS TPEXKOMIIOHEHTHAs PeaKIus
TEPMUHAJBHBIX ~AIICTHIICHOB, QIIBJICTHIOB W BTOPUYHBIX AaMHHOB, KaTalH3HpyeMast
coemuaenusvmu  memu  (1). Hamu  u3yueHo  B3aumopeicTBue 1-runpokcu-4-
STHHWIAHTpaxuHOHa 18 ¢ BTOpDMYHBIMM aMHHAMH  pa3IUYHBIX  CTPYKTYp H
(dbopManbIeTHIOM, B IPUCYTCTBUHU PA3IMYHBIX HCTOYHUKOB OJHOBAJICHTHON ME/IH.

IlepBoHayanbHO HaMH OBUT OCYNIECTBICH NOAOOp KaTamu3aropa © HMCTOYHHKA
(dopmanperna Ha TpUMEpPEe peaklud  |-THAPOKCH-4-3THHWIaHTpaxuHOHa 18 ¢
qudTIIAMAHOM 23a. B kadecTBe KaTaiaM3aTopoB HcHosb3oBanichk xiuopua meau (1), noana
menu (l) wmu monoruapar anerara meau (1), B kauectBe mcToyHHKa (opmasbaeruia —
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napadopm u popmaius (tabu. 5). MakcuManbHbIH BBIXO/I L[EJIEBOTO MPOAYKTa HAOIIOMANICS
IpU TPOBEACHHUH peakuuu ¢ (GopMaaMHOM M MoHorujparoM arerara meau (l1). B
JaTbHEHIIEeM peaknnuy IPOBOJUIN B JAHHBIX YCIOBHSX.

Tabmuma 5. IlogOop ycinoBuil peakiuy aMHIHOMETHIIMPOBAHUS ankuHa 17.

VYcnoBus peakuu | Bexon npoxykra peakunu 24a, %
CuCl, mapapopm 39
Cul, mapadopm 50
Cu(OAc), - H,0, napadopm 57
Cu(OAc), - H,0, dopmanuu 73

MBI U3yYMIM B3aMMOJCHCTBME TEPMHUHAIBHOTO alKHUHA 18, BTOPUYHBIX AMMHOB U
¢dopmanura B mpucyrcTBHH MoHoruapara auerara memu (l). Peakuwro npoBoawmm B
muokcane npu 65 °C (cxema 17). Ilpu mOBBIIEHHH TeMIIEpaTypsl PEakIUOHHOW CMecH
MIPOHUCXOJUT OCMOJIEHHE M 00pa3oBaHHE LIEJNEBBIX IPOAYKTOB He HaOmomaercs. Beixomsr
NPOJYKTOB PEAKIMU C LUKIMYECKUMHM M AlUKIMYECKMMU AMHHAMU IIPEJCTaBICHBI B
tabnuie 6.

O OH
O OH
i+ onop it QT ot e
2 7 (VM9 39-57 94 73%
23a le)
H NEt,
18 24a

a: CUCl, napadopM, Anokca, 65 °C, aproH; 6: Cul, napadopM, AnokcaH, 65 °C, aproH;
B: CU(OAC), - H,0, napachopM, anokcaH, 65 °C, aproH; r: CU(OAC), - H,0, hopManuH, avokcaH, 65 °C, aproH

O OH
w0 CT T
o
Il

NR,

24a-m

Cxema 17

17



Tabmuua 6. BsaumogeiictBue 4-3THHUI-1-THAPOKCHAHTPAXHHOHA C BTOPHUYHBIMH
aMHUHaMH U (OPMaIIbIAETUIOM.

Bropuunslii aMmun Ne nmponyxra Brxon, %
JlusTrnaMuH 24a 73
JlunponunamMuH 246 70
JlunsonponunamMux 248 77
Jubyrunamun 24r 77
IMupponunun 24n 51
2-MeTHppOIHINH 24e 85
Munepuaun 24k 49
4-MeTHimunepuIns 243 41
Anaba3uH 24u 84
Mopdonun 24x 48
N-merunmunepasna 24n 58
I'enTameTunenamux 24m 70

Haiimeno, 4ro  B3aumopmeiicTBue  |-rHapokcH-4-oTHHWIaHTpaxuHOHa 18 ¢
AIMKJINYECKUMH aMHHAMH, KaK IPaBUIIO, MIPOTEKaeT C MEHBIINM OCMOJICHUEM U BBIXOJIBI
MIPOJIYKTOB BEIIIE, YEM B CIIy4ae ¢ MUKINYECKUMH aMHHAMH.

Hamu n3ydeHa BO3MOXKHOCTb MOJIYYCHUS COCAMHEHUS 24a OJHOPEAKTOPHBIM METOIOM
HETIOCPEICTBEHHO U3 COeqUHEHHs 17/.

IIpn mpoBenenny maHHOW peaknuu ¢ I00aBIEHHEM TeTpaOyTHJIaMMOHMI (ropHuia B
JIMOKCaHEe B MIPUCYTCTBHHU (hopManrHa, qUITHIaMuHa 23a U MoHorHpara anerara meau (11)
peakius mpouuia ¢ BeixogaoM 23%. Peakiuio npoBoamin B TOke aprona B Teuenue 30 MuH
IIpY KOMHATHOW TeMIlepaType, 3aTeM PEakIMOHHYI0 cMech HarpeBayu 10 65 °C B TeueHue 2
q.

O OH
TBAF, anokcaH

Cu(OACy, - H,0O
17a + 27a + CH,O SHOEAC) 1O O‘O + 23a + CH,0 —ar 24a
(]

5
f
H
18

Cxema 18
Takum 06pa3oM, TPEXKOMIIOHEHTHOH peakuue |-ruapokcu-4-sTuHUIaHTpaxuHoOHa 18,

pa3IMYHBIX BTOPUYHBIX aMHMHOB M (OpMalliHa B YCIOBHSX KaTallki3a OJHOBAJICHTHOI
MEIBI0 C BBICOKAM BBIXOJOM CHHTE3HMPOBAHBI 3aMCICHHBIC MO aromy asora 1-(3-
amuHONpoI-1-uann)-4-ruapokcu-9,10-antpaxusonsl.  M3sectHo, urto  1-3TMHMI-9,10-

AHTPAXUHOHBI JIETKO IIPUCOCAUHAIOT PA3JIMYHBIE 110 OCHOBHOCTH U HyKJ'IeO(l)I/I.HLHOCTI/I
18



BTOPHYHbIC AMUHBI, JaBas |-f-aMUHOBHHWIAHTPAXMHOHBL. B n3yuaeMoil HaMH peakuuu
00pa3oBaHue NPOIYKTOB HYKJICO(DIIHHOTO IIPUCOSIUHEHNS He HaOI0aIOCh.

5. CuHTE3 3aMeIleHHBbIX [0 aTOMY a30Ta 2-(AaMMHOMETHIITHHII)-1-
THIPOKCHAHTPAXHUHOHOB U 2-aMuHOMeTuJaaHTpa[l,2-b]dpypan-6,11-1uoHoB

Hame BHHMMaHue mpHUBIEKIa BO3MOXKHOCTh IOTYyYCHUS 2-(aMHHOMETWII)ITHHII-1-
THPOKCHAHTPAXUHOHOB I10 PEaKINH TEPMUHAIBHOTO AJIKMHA 21 ¢ BTIOPUYHBIMA aMHHAMU H
(dopmanbaeruioM. Mbl Takke UM B BUAY BO3MOXKHOCTb OTMEUCHHOMN BbILIE LUKIM3ALUH
2-aNKMHUI3aMEIICHHBIX | -THAPOKCHAaHTPaXMHOHOB B  COOTBETCTBYyroume aHrtpall,2-
b]dypan-6,11-nuonsl. Peakuuio ankuHa 21 ¢ auwdTHinaMuHOM 23a U (OpMAaIMHOM B
NpUCYTCTBUM MoOHormjapara anerara mexu (ll) mpoBomwmm B amokcame mpu 65 °C B
aTMocdepe aprona B TeueHue 1 4 (koHtposs nmo TCX). Ha miactuHe ¢ He3akperIeHHBIM
croeM OKHCH QTIOMHHUS BBIICITHIIN 2 HPOAYKTA: 1-runpokcu-2-
(IS THIIAMIHOMETHIIITHHIIT)aHTPaxXuHOH 25a (BbIXox 72%) u 2-aMuHOMeTWILTAHTpA[1,2-
b]dypan-6,11-nuon 26a (Beixox 19%) (cxema 19). Takum oOpaszom, peakuus MaHHHXa
COIIPOBOKIACTCS BHYTPUMOJICKYJIIPHON LMKJIU3aMeH c o0pazoBaHueM
KOHJICHCHPOBaHHOTO NIPOM3BOAHOIO (ypana. Hamu u3ydeHo BIMsSHHE BPEMEHU PEaKIUK Ha
cocraB npoaykToB (Tadiu. 7). Kak Bunno (mpumep Ned), B peakunu Cu(l)-karamusupyemoro
AMUHOMETHIIMPOBAHUS |-THAPOKCH-2-3THHHIAHTPAXUHOHA 21 BBIXOJ KOHIEHCHPOBAHHOTO
Hpou3BOoJHOr0 (QypaHa BO3pacTaeT C yBEJNMYEHHEM BpPEMEHHM BbliepXkH. OJHaKo,
JalbHeilIee yBEIMYCHHE BPEMEHM DPEaKUMH IPHBOAUT K 3HAYUTEIBHOMY OCMOJICHHUIO
PEaKIMOHHOI CMECH M CHI)KSHHUIO BEIXO/A IIPOJIYKTa peaknuu 25a.

O OH
a Z L
wrwmeano e LYY S
23a I
O

25a 26a
a: CUOAC), - Hy0, hOpMannH, AnokcaH, 65 °C, aproH
Cxema 19
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Tabmuna 7. BiusHie BpeMeHU peakMy Ha COCTaB PEAKIMOHHOM CMECH.

CocTraB peaklIMOHHOH
Ne n/m Bpewms peaknun Konsepcus, % cmecy, %

25a 26a
1 15 mun 70 69 -
2 30 muH 91 71 16
3 lu 100 72 19
4 24 100 - 87
5 44 100 - 50

BsanmonelictBue TepMHHAIBHOrO ankuHa 21, ¢ BTOPHYHBIMH aMHHAMH 23a-M H
(hopManTHOM B YCIIOBHSX KaTainM3a OJHOBAJICHTHOH MeIpl0 B Juokcane mpu 65 °C B
TeyeHue | 4 MpoTeKallo ¢ TOJIHON KOHBEPCHEeH UCXOAHOTo aHTpaxuHOHa 21 ¢ oOpa3oBaHHeM
B K&XJIOM CIIy4ae JBYX MPOAYKTOB — COOTBETCTBYIOUIMX 3aMEIIEHHBIX MO aToMy a3oTa -
THIPOKCH-2-(aMUHOMETHIITHHHII)aHTPAaXHHOHOB ~ 25a-1 W COOTBETCTBYIOIIMX  2-
amuHoMeTwianTpal 1,2-b]dypan-6,11-1uoHos 26a-1. CoequHEHNs pa3eNsuld Ha IUIACTHHE
C HE3aKPEeIJICHHBIM CI0EM OKHCH alOMHUHHA. BBIX0JbI IPOIYKTOB PEAKLUH C BTOPUUHBIMU
aMHUHaMH TIpeJcTaBieHbl B Tabmuie 9. OCHOBHBIMU NPOJYKTaMH SIBISIOTCS 3aMEIIECHHBIE
aHTpaxUHOHBI 25a-M. Kak BHAHO, cOCTaB NPOAYKTOB 3HAYUTENHHO 3aBUCHT OT IIPHPOJBI
amuHa. B peakmum ankmaa 21 ¢ ¢dopmampmerumoMm, 2-MeTHIIHPPONUAUHOM Wi N-
METHINUIEPa3UHOM ~ HaOmojanock 00pa3oBaHUE MPOAYKTOB  BHYTPUMOJEKYJIAPHOM
nuKm3auy (cM. Tabn 8). YBenuueHHe BPEMEHM DPEaKLMU IPUBOIAUT K YBEIMYCHHUIO
MIPOJYKTA UKIN3AINH, KOTOPBIH B JaIbHEHIIIEM OCMOJISIETCS.

O OH H O OH N-R
FZ F &
a
I wepmrano=~ (T 1) .
23a-,
J i I
21

25a-n

a: CU(OAC), - H,0, dOpManuH, auokcaH, 65 °C, aproH

Cxema 20
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Tabmuua 8. BsaumogeiictBue 1-TUIPOKCH-2-3THHUIAHTPAXHHOHA C BTOPHYHBIMH

aMHHAMH.
BbIxoJ1 IpoyKTa
Ne Boixon Ne mpomyxTa BHYTpHU-
Bropisii v HPOAYKTA | NpPOJyKTa BHYTpU- ) MOJIEKYJIPHO#
peakuyn | MaHHHXa, | MOJEKYJISPHOMH LUKJIN3ALHA
ManHuxa % LUKJIH3ALHA peaxuun
Mannuxa, %
JlusTrnaMuH 25a 72 26a 19
JunponunamMus 256 70 266 10
JlumzonponunaMuH 258 73 268 15
JnbyrunamMun 25r 57 26r 27
Iupponuaun 251 59 261 19
2-MeTnmupponuanH 25e - 26e 47
IMunepunun 25k 58 263k 6
4-MeTunnunepuans 253 51 263 18
Mopdomaun 25u 43 26u 9
N-merunmunepasna 25k - 26K 42
T'enramernnenamMun 251 47 261 13

ITonbITKN MOJy4EHUsI COCAUHEHUS 25a OJHOPEAKTOPHBIM METOJOM HEIOCPEICTBEHHO
n3 coenuHenus 191 He mnpuBenu Kk ycmexy. [Ipm mpoBemeHMH IaHHOW peakIuu c
nobaBieHHEM TeTpaOyTWIaMMOHUH (Topuga B auokcane mwimn TI'® B mpucyrcTBUH
¢dbopmanuHa, aUITWIaMUHA M MoHoruzapara auerata menu (II) Obut Beimenen autpall,2-
b]bypau-6,11-muona 22 mocne xpomarorpaduveckoil OYHCTKH ¢ BbIXOAOM 69 % u 54%
COOTBETCTBEHHO. Peakiuio mpoBoMiIM B TOKE aproHa B TeueHue 10 MHH Npu KOMHATHOH
TeMIeparype, 3aTeM PEaKLUOHHYI0 cMech HarpeBanu 1o 65 °C B tedeHue 30 MuH 10
ucue3HoBeHust ucxoaHoro (kouTposis TCX).

O OH SiMe,
TBAF // TBAF

CU(OACy, - H,0 Cu(OAcy), - H,O
25a +NHEt, + CH,O ——————»

nnoKcaM/ T ¢ I 23a nnokcaH/TM ¢

O
194
Cxema 21

6. BuoJsiornyeckasi akTHBHOCTh NMOJTYYE€HHBIX coeIMHEeHN I

B uncruryre nuronoruu u renetuk CO PAH nonydens! jaHHbIE IO TUTOTOKCUYHOCTH
26 HOBBIX apwWiI3aMemleHHBIX l-ruapokcu-9,10-anTpaxwHOHOB u 16  HOBBIX 4-
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(amuHONIPOITMHMII)-1-THAPOKCHAHTPAXHHOHOB HA KJIETOYHBIX JMHUAX INIMOOJACTOMBI, paKa
MIPOCTaThl U paka rpyau. IloaydeHs! JaHHbBIE IO B3aUMOCBA3U CTPYKTYPa-IUTOTOKCUYHOCTb.
CoenuHEHNs MPOSBIAIOT CEICKTUBHOCTh B OTHOILEHHMU OITyXOJICBBIX KIICTOK 4elOBEKa U
JIeCTBHE HEKOTOPHIX COSIMHEHUH aHAJIOITMYHO JEHCTBHIO JOKCOPYOUIIMHA.

PE3YJIbTATBI U BBIBO/IbI

1. IlpemmoxkeHsl MOAXOABI K CHHTe3y 2-apwi- wimm 4-apwi(rerapwn)- wm 2,4-
JUapUII3aMeIleHHbIX |-THAPOKCHAHTPAXHHOHOB HA OCHOBE PEAKLUM KPOCC-COYETaHUs 2-
OopoMm-, 4-non wmm 2,4-muOpomM3aMeIleHHbIX |-THAPOKCHAHTPAXMHOHOB € apu(TeTapuiI)
OOpHBIMM  KUCIIOTaMH. BoiBnena  BeIcokas aKTUBHOCTH  2-apmi-4-O6pom-1-
THPOKCHAHTPaXNHOHOB B peakunu Cy3yku-Musypa, MO3BOJIMBINAS CHHTE3MPOBATH 2,4-
JUapuiI3aMeIleHHbIe |-THIPOKCHAHTPAXUHOHBI C PA3IUYHBIMU apPUIIBHBIMHU 3aMECTUTENISIMU
B nonoxeHusix C-2 u C-4.

2. YcraHOBIEHO, 4YTO  1-THAPOKCH-4-MONAHTPaxXMHOH JIETKO  pearupyer ¢
apUIALCTIIICHAMH B YCIIOBUSX peakiuu COHOTaIINpH! B IPUCYTCTBUH TETPaOyTHIIaMMOHHI
Opomuaa ¢ o0pa3oBaHHEM C BBICOKAM BBIXOJOM 4-apwidTHHII-1-runpokcun-9,10-
aHTPaXMHOHOB. Peakieil kpocc-coueTanusi |-TUAPOKCH-2-HOA- U 1-rHAPOKCH-4-HO.-
AQHTPAXMHOHOB € TPUMETWICHIMIAIETHICHOM  CHHTC3HPOBaHBI  |-TUAPOKCH-2-
TPUMETHIICHIIIII- I 1-ruapoKcH-4-TpUMEeTHIICHIMII THHHIIAHTPAXHHOHEI,
JECHINIIMPOBAaHUE KOTOPBIX ACHCTBHEM TeTpaOyTHIaMMOHMIT (TOpHAA HO3BOJIMIO
NOJIY4YUTh  TEPMHUHAIBHBIE  aleTwieHbl.  Peakums — kpocc-couetanust  2-Opom-1-
THPOKCHAHTPAXUHOHA C (DEHWIANETHICHOM COIPOBOXKIAETCsS 00pa3oBaHMEM IPOIYKTa
HuKu3auu — 2-penunanrpal 1,2-b]dpypan-6,11-quona.

3. H3ydyeHa TpeXKOMIIOHEHTHas MeIb-KaTaausupyeMas peakuus |-rugpoxcu-4-
STUHWIAHTPAXHMHOHA C (OPMAIMHOM W BTOPHYHBIMH aMHMHaMM. HanOonbiimii BbIXOA
HPOJYKTOB PEaKIH JOCTUTHYT B NPUCYTCTBUHM MOHOrHpara anerata Mexau (II). Haiineno,
4YTO B3aMMOJEHCTBHE 1-THIPOKCH-4-OTHHWIAHTPAXWHOHA C JIMHEHHBIMH aMHHaMH
MPOTEKaeT C MEHBIIUM OCMOJICHHEM M OONBUIMMH BBIXOJAMH, 4Y€M pEaKIHud C
[UKIMYECKUMHA ~ aMUHaMH. [loka3aHa BO3MOXKHOCTH IpsAMOro  moaydeHus  1-(3-
aMUHOTIPONMHMINI)-4-ruapokcu-9,10-anTpaxuHoHa u3 1-ruppoxcu-4-
TpUMeTHICHITIIITHHIIaHTpaneH-9,10-11oHa.

4. TToka3aHo, 4TO B3aUMOAEHCTBUE 1-rHAPOKCH-2-3THHUIAHTPAXHHOHA ¢ (OPMATMHOM
¥ BTOPUYHBIMU aMHHAMU B IIPUCYTCTBHH OJHOBAJICHTHOM MeNH IpoTeKaeT ¢ 00pa3oBaHueM
IByX mpoaykToB: 2-[3-(N-3aMenieHHOr0)aMHHONPONUHII-1-THAPOKCHAHTPAXMHOHA U 2-
amuHomeTrnantpa[ 1,2-b]dypan-6,11-110Ha, COOTHOLIEHHE KOTOPHIX 3aBHCHT OT BPEMCHH
peakiMd ¥ TPHPOABl aMHHA. YBEIMYEHHE BPEMEHHM PEaKIMH COMPOBOXKAAETCS
YBEJIMYCHHEM BBIXOJAa 3aMELICHHBIX 0 aToMy as3oTa 2-amuHOMeTwnantpall,2-b]dypasn-
6,11-110OHOB.
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5. B wuHcrturyre umronormun u reHetuku CO PAH nomyuensl paHHBIE 11O
LOUTOTOKCHYHOCTH 26 HOBBIX apwWiI3aMeIleHHBIX 1-runpokcu-9,10-anTpaxuHoHOB U 16
HOBBIX  4-(aMHHONPOIIMHWUI)-1-THIPOKCHAHTPAXWHOHOB.  BEIABIEHBI  NEPCIIEKTHBHEIC
MHTMOUTOPBI POCTA OIYXOJEBBIX KIETOK YENIOBEKa, IEHCTBHE KOTOPBIX Ha KIIETOYHbIE
JUHUM TIMOOJACTOMBI, paka MpocTaTel M paka TPyau aHAIOTHYHBI AEHCTBHIO
JokcopyourHa. HoBble aHTpaXMHOHBI OTHOCHTENBHO O€30MacHBl II0 OTHOIICHHIO K
HMMMOPTAJIN30BaHHBIM KJIETKaM JISTOYHBIX (HOPOOIACTOB.

OCHOBHOE COJEPXAHHE JUCCEPTALIMU N3JI0KEHO B CJIEYIONIUX
MYBJIUKALIHSX:

1. Sirazhetdinova, N.S., Savelyev, V.A., Frolova, T.S., Baev, D.S., Klimenko, L.S.,
Chernikov, LV., Oleshko, O.S., Sarojan, T.A., Pokrovskii, A.G., Shults, EE. 1 -
Hydroxyanthraquinones Containing Aryl Substituents as Potent and Selective Anticancer
Agents // Molecules. — 2020. — V. 25. - N 11. - P. 1-26.

2. Sirazhetdinova, N.S., Savelyev, V.A., Baev, D.S., Golubeva, T.S., Klimenko, L.S.,
Tolstikova, T.G., Ganbaatar, J., Shults, E.E. Synthesis, characterization and anticancer
evaluation of nitrogen- substituted 1-(3-aminoprop-1-ynyl)-4-hydroxyanthraquinone
derivatives // Medicinal Chemistry Research —2021. - V. 30. - N 8. — P. 1541-1556.

OCHOBHBIE PE3YJIBTATBI JUCCEPTAIIUHU JOJOKEHBI HA
OTEYECTBEHHBIX U MEXIAYHAPOAHBIX KOH®EPEHIIUAX:

1. CwupaxermunoBa, H.C., Kmmmenko, JI.C., Camemse, B.A., Ilymem, 3.0.
Hccnenosanne peakiun Cy3ykd B psity OpOMIPOM3BOIHBEIX 1-THIPOKCHAHTpaxWHOHA //
MononéxHas HaydHas IIKoJa-KOHpepeHuus "AKTyanbHble NPOOJEMbl OPraHUYEeCKOH
xumun". [leperemnr, Kemeposckas 061, Coopruk Tezucos. — 09-16.03.2018. — C. 169.

2. CwpaxermunoBa, H.C., Kimmmenko, JI.C., CaBenbe, B.A., lynern, 2.9. Cunre3
apui(reTaprii)3aMelleHHbIX | -THApOKCHaHTpaxMHOHOB 1o peakin Cysykn // XUMUA U
XUMHNYECKOE OBPA30BAHUME XXI BEKA Coopuuk marepuanoB V Bcepoccuiickoit
CTyACHYECKOH  KOH(EepeHIMH ¢  MEXJIYHApOAHBIM  y4acTHeM,  IOCBSIICHHOM
MexnayHaponHomy roxy Ilepmogudeckoidt TaONMMIBI XUMHYECKHX dieMeHTOB. CaHKT-
IerepOypr. — 2019. - C. 73.

3. Cupaxernunosa, H.C., Kiumenko, JI.C., CasenseB, B.A., Illynbu, 2.9. Cunre3 u
npeBpauieHus 4-ankuHUI-1-ruapokcuanTpaxunonoB //  COopHuk Te3ucoB Hayunoit
KoH(pepeHn «MapKoBHHKOBCKHE uTeHUs. OpraHudeckas XUMHs: OT MapKOBHHKOBA 10
Hamwux ey, 1Ikona-koHbepeH s MoIoabIX yaeHbIX «OpraHndecKast XUMHUS: TPAIHUINN 1
coBpemeHHOCTBY. [Tancnonat MI'Y KpacnoBumoBo. — 17-20.01.2020.— C. 84.

23



	2. Реакция Сузуки-Мияуры с участием галогензамещенных производных 1-гидроксиантрахинона
	3. Реакция Соногаширы с участием галогензамещенных производных 1-гидроксиантрахинона
	4. Синтез 1-(3-аминопроп-1-инил)-4-гидроксиантрахинонов, содержащих различные заместители при атоме азота
	5. Синтез замещенных по атому азота 2-(аминометилэтинил)-1-гидроксиантрахинонов и 2-аминометилантра[1,2-b]фуран-6,11-дионов
	6. Биологическая активность полученных соединений

