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Hacrosimas 3asiBka MCIIpalInBaeT IIPUOPHUTET HA OCHOBAHHMM IpeiBapuUTeIbHON 3asiBkH Ha mateHT CLIA
62/043603, momannoii 29 aBrycra 2014 r., moigHoe copepaHUEe KOTOPOH BKJIIOYEHO B JIAHHOE OIMCAHHE MO-
CPEICTBOM CCBUIKH.

[TosiBneHHE CPEeACTB MONEKYJSPHON BU3yalu3alld, TAaKUX KaK MO3UTPOHHO-3MUCCHOHHAs TOMorpadus
(IT2T) u ogHOdoTOHHAST SMHCcCHOHHAST KoMITbIoTepHast Tomorpadus (ODPIKT), mo3BomiIo MpoBOIUTH KOJTHYE-
CTBEHHYIO OIIEHKY MOJICKYJSIPHBIX M KJIETOYHBIX MEXaHW3MOB BO BCEM Telle B HOKIMHWYECKUX M KIMHHUYECKHX
ycnoBusix. Takne U3MEpEeHUs HAlIM IIHPOKOE IPHIMEHEHUE B IUAaTHOCTHKE, KPOME TOr0, OBICTPO PacIIUpSETCs
UX TMPUMEHEHHUE IJIs1 OLICHKM OTBETAa Ha JICUCHUE U AT OOJIerdeHus pa3pabOTKU JIEKapCTBEHHBIX cpeacT. He-
JlaBHEE IIOSIBJICHUE TEXHOJIOTMU MOJIEKYJISIPHOH BH3YyaJIM3alliM C BBICOKOW paspemiaroiieil criocoOHOCThIO pac-
CMAaTpUBAETCSI MHOTUMH KCIIEPTaMU KaK CEPhE3HBIN NMPOPHIB, KOTOPHIH B MEPCIIEKTUBE MOXKET MPUBECTH K pe-
BOJIFOLIMOHHOM CMEHE MapaJirmMbl B 00JIaCTH 3APaBOOXPAHEHHS] U KOPEHHBIM 00pa3oM M3MEHUTH KIMHHYECKYIO
npakTuky. [Ipu nposenenun 19T cyObekTy BBOAAT MO3WTPOHHO-HM3IYYalOIIUil panuodapMupenapar, 3ateM
MPOBOAUTCS 0OHAPYKEHUE M3ITyUYEHHS IMO3UTPOHOB (aHHUTHILLKS) B oprann3Me. Paguodapmmpenapar oObr4HO
COCTOHMT U3 MOJICKYJBI, K KOTOPOH B KaueCTBE METKH NPHUKPEIJICHbl MO3UTPOH-U3IIYYaIOINe PaJHOHYKIHIbI
OJIHOTO WJIH OOJIEe THIIOB.

B Hacrosiiee BpeMsi pa3pabatbiBaeTcsi OONBIIOE KOIWYECTBO HOBBIX MOJICKYJISIPHBIX 30HJOB, MEUCHHBIX
MO3UTPOH-M3IYYAIOIINMH  PaAMOHYKIUIAMH, W CBS3aHHBIX C HHUMH HcCcCiefoBaHui wmeromom IIOT-
BU3yaln3allii, HAIPaBICHHBIX HA OOHAPYKCHHE, BU3YaIH3alMI0 U KOJIMYECTBCHHYIO OLIEHKY Pa3IMIHBIX BHE-
KJIETOYHBIX U BHYTPHUKJIECTOUHBIX MOJICKYN U IIPOIECCOB, CBA3aHHBIX C TAKUMHM 3a00JE€BaHUAMH, KaK pak, 3a00-
JeBaHMS CEepJIa U HEBPOJIOTHUECKHE paccTpoiicTsa. Hanpumep, ObUTH CHHTE3MPOBAaHBI HECKOJIBKO THIIOB arcH-
TOB W TPOBEJCHA MX OIICHKA B OTHOIICHWH BH3YAIN3AIlUH [3-aMHIOUAHBIX (Af3) OismIeKk y mamueHToB ¢ Oores-
HbI0 Ausblureiivepa (BA), BKimowasi Takue areHThl, KaKk apHJIOEH30THA30JIbl, CTWILOCHBI, UMUAA30IHUPUANHBI,
MUPHIMI0CH30THA30JIBI, TUPUAMIIOCH30KCa301Ibl U upuamioenzodypansl (Swahn et al., Bioorganic & Medici-
nal Chemistry Letters, 20 (2010) 1976-1980). Kpome Toro, 65utn pa3paboTaHbl IPON3BOJHBIE CTUPHIIOCH3UMH-
nazona (SBIM) B xauecTBe areHTOB Uil BU3yanu3anuu Helpoguopmusipasix kiyokoB (NFT), cocrosmmx u3
rurnepdochopHIMPOBAaHHOTO Tay-0elika, y MaleHToB ¢ 00Je3HbI0 AunblreiiMepa. B akcnepuMeHTax mo CBsi3bl-
BaHUIO C MCIIOJIF30BAHUEM arperaToB peKOMOMHAHTHOTO Tay U ammionna P4, (APi4y) coenunerne 4-[(E)-2-(6-
Hono-1H-6en3umunazon-2-mi)arennn|-N,N-qumernnanunis (SBIM-3) nokaszano 6osee BHICOKYIO ad(pUHHOCTD
K arperaram Tay, 4eM Kk arperaram A4, (oTHomenune 3HaueHuit Ky cocraisno 2,73). ITo pesynsratam paauo-
aBTOrpaduu M (IYOPECHEeHTHOro OKpammBanus in vitro ['>I]SBIM-3 (wmm SBIM-3) cesssiBaer NFT B yuact-
Kax TKaHWd Mo3ra maiueHTa ¢ bA. B akcnepuMeHTax mo GHopacipeneeHnio y HOPMaIIbHBIX MBIIIEH BCe TPOU3-
Bommbe ['I]SBIM mokasaiy BBICOKOE HAdanbHOE Moromenne B Mosre (3,20-4,11%ID/r uepes 2 MuH mocie
WHBEKINN) U ObIcTpoe BeiBeAeHue 3 Mo3ra (0,12-0,33%ID/r uepes 60 muH nocie uabeknnu) (Matsumura et al.,
Bioorganic & Medicinal Chemistry, 21 (2013) 3356-3362).

Bbonesnr Xantunrrona (bX) mpencramiseT coOol HacIeICTBEHHOE IMpOrpeccHpylolee HelpoaereHepa-
THBHOE PaCCTPOICTBO, KOTOPOE XapaKTEPHU3yeTCsl JBUIATEIbHBIMY, KOTHUTHBHBIMY M NICUXUYIECKUMH Ae(eKTa-
MH, a TaKXe HelpojereHepanrei n Mo3roBoi arpodueii, KOTopble HAaYHMHAIOTCS CO CTPUATYMa U KOPHI TOJIOBHO-
TO MO3Ta M PacHpOCTPAHSAIOTCS Ha ApyTHe CyOKOpTHKaIbHBIE 00JIaCTH TOJIOBHOTO MO3ra. boje3ns XaHTHHITOHA
OTHOCHTCS K CEMEHCTBY HEHpO/lereHepaTUBHBIX 3a00JICBaHMUH, BEI3SBAHHBIX MYTALMAMH, TIPH KOTOPBIX yBEIHYe-
HHe KoindecTBa LIAl-IOBTOPOB MPUBOJNT K YIUIMHEHHUIO MOJMINTyTaMHHOBOTO TpakTa (polyQ) B KoaupyeMoM
Oernke. YKa3aHHOE CEMEWCTBO TaKkKe BKIJIIOYAET JICHTATO-pyOpo-naumuao-ibioncoBy arpoduio (DRPLA), crn-
HaJbHYIO OylbOapHyIo MbIeunyo atpoduto (SBMA) u cnmHamsHO-niepedemusipasie atakcuu (SCA). Bosie-
YEeHHBIE OENKH HE SBJISIIOTCS] CXOJHBIMH, 33 UCKIIIOYEHHEM MTOBTOPOB polyQ, U, XOTS BCE OHH IIUPOKO IKCIIPEC-
CHPYIOTCS B IICHTPAJIbHON HEPBHOW CHCTEME M Mepu(EepHICCKUX TKAHIX, KaXIblii 13 HUX OTBEYAeT 3a Xapak-
TepHbIi BU Helipoaerenepauuu. [Ipu bX cenektuBHas HelpoaereHepamus MPOSKIIMOHHBIX IUITUKOBBIX HEUPO-
HOB CTpHaTyMa, BBIICIISIOIINX Y-aMUHOMACISIHYIO KHCJIOTY, SIBJISETCS NpeoOiagaromel, oJHako coo0maioch
Takke O TIOTEePSX HEHPOHOB BO MHOTHX JAPYTUX OOJNACTAX Mo3ra. Y Jojael, He crpamatonmx bX, xomnmdecTBo
IHAT-moBTOpOB B Tene 1T s, koTopslii kKogupyeT 6enmok bX xanturrtun (6emox HTT), Bapeupyercs ot 6 1o 35;
36 wmu 60s1ee TOBTOPOB onpenerstoT awienb bX. Konmaectro [1AI-TOBTOPOB 00paTHO KOPPENTHUPYET C BO3pac-
TOM IAIlMeHTa HAa MOMEHT Hadaia 3a00JIeBaHUsl, IPU STOM CITydad IOBEHHJIHHOH GOpMBI O0e3HN XaHTHHITOHA
XapakTepu3yoTcst HammaneM 6osee 60 moBTopoB. Yacrora Becrpedaemoct Xb B Mupe cocrasnsier 5-10 cimydaeB
Ha 100000 yenoBek, uto nemaer Xb Hambosee pacnpocTpaHEHHBIM HACJIEACTBEHHBIM HEWpOjereHepaTHBHBIM
PpaccTpoUCTBOM.

Bbenox HTT npencrasnsier coboit MHOTOIOMEHHBIN Oeiok (348 k/la), coneprkainuii Ha aMHMHOKOHIIE TIOJIU-
MOpP(HBIH TITyTaMUH/TIPOIMH-000TaleHHBIA JoMeH. JImuHHBINA polyQ MOMeH, Mo-BHIAUMOMY, HHIYIIUPYET KOH-
(hopMaIioHHBIE U3MEHEHHS B O€JKe, YTO BBI3BIBAET 00pa30BaHME BHYTPHUKICTOUHBIX arperaroB yKa3aHHOTO
0eiKa, KOTOpbIe B OOJIBIIMHCTBE CITydacB MPOSBIIAIOTCS B BHUIC SIIEPHBIX BKIMOYCHUH. OJHAKO TaKHWE arperaTsl
MOTYT 00pa30BBIBAThCA Takke W BHe sapa. bemoxk HTT mpucyTcTByeT B siape W Telle KIETKH, B ACHOPHUTAX U
HEPBHBIX OKOHYAHUSIX HEMPOHOB, a TAK)KE CBSI3aH C PSAOM OPraHEIUI, BKIIOYas anmapar 1 oJbHKH, SHAOIIIa3Ma-
THYECKUH PETUKYIYM U MUTOXOHJIPHH.

B psine kKIMHUYECKUX MCTBITAHUH MCCIEAYIOT CPEICTBA, KOTOPHIE MO3BOJIMIN OB OOJIETYNTh WM YMEHbB-
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HIUTh CUMITOMBI M 3aMEIJIUTh NPOTrpecCUpoBaHye KIMHUYeCKH auarHoctupoBanHoil bX. Kak u B cioydae apy-
rux 3a00JeBaHNM, JICUCHHE JIydIlle BCEI0 HAUMHATH NPH IOSIBICHUH TEPBBIX NPU3HAKOB 3a00JI€BaHMS WIN 0 UX
nosiBieHus. CyIiecTBYIOT IT0 MEHbBIIEH Mepe ABE OCHOBHBIE MPOOJIEMBI B INTAHUPOBAHUN KIMHHYECKHUX HCIIBITA-
HUH U1 CyOBEKTOB, Y KOTOPBIX €llle He pa3Bmiach bX: oTOOp y4acTHHKOB, y KOTOPBIX Hanboee BEPOATHO MO-
ABJICHHE HAOIIOJAEMBIX M3MEHEHUH BO BpeMsI KIMHWYECKHX HCIBITAHWH, a TaKkKe pa3pabdoTKa CPencTB A
OLICHKH PE3yJIbTaTOB, YyBCTBUTENbHBIX K BMEIIATEIECTBAM U JEMOHCTPHPYIOIINX U3MEHEHUS], BOSHUKAIOIINE B
Xoze ectecTBeHHOTo pa3Butust bX. JI1s Toro 4To6s! yCHENTHO MPOTUBOCTOSATH 3TUM U APYTUM TpobiaeMam, CBs-
3aHHBIM C TTPOPMIAKTHIECKUMH KIMHUIECKUMH UCIIBITAHUSIMH, TPEOYIOTCS HHAWKATOPHI OYEHb PAHHHUX CTaANi
3a001I€BaHHUS.

[Mockonbky HakorieHne arpernpoBanHbIX ¢popm 6enka HTT urpaer ueHrpanbHyro poib B natorenese bX,
CYIIECTBYET NOTPEOHOCTH B MOJIEKYJISIPHBIX 30H/1aX, CBS3BIBAIOLIMXCS C TAKUMH aHOMAIIMSIMU C BHICOKOW 4yBCT-
BUTEJIBHOCTBIO W CIEHU(PUIHOCTBIO, JUISI MOJICKYJSIDHOM BHM3yallM3allMM B XXMBOM CyOBEKTE C NMPUMEHEHHEM
[I3T. OnncanHble B HACTOSIIEM JOKYMEHTE COEIMHEHHS OTBEYAIOT ATUM U JIPYTUM HOTPEOHOCTSIM.

[pennoxkeH BU3yanM3HPYIOMINI areHT, colepskamuii coearHenue ¢opmynsl (I) wmum ero dapmanesBTuye-

CKH ITPUEMIIEMYIO COJIb
Ry
Z, X

L\ zz/ X
L1—ﬂ» />—|_3—R1
F
(Rs)n I

rae X BeiOpan m3 NR,, O u S;

Y Bo1Opan u3 CR, u N;

71, Z,, 73 u 74 ne3zaBucumo BeiOpansl n3 CH u N npu yciioBuM, 9T0 IO MEHbIIEH Mepe nBa u3 Z,, Z,, Z3 1
Z4 npexacrasisitot coboit CH;

R BBIOpaH U3 reTepoapuia, reTepOIUKIOATKEHNIA U TETePOIMKIOANKIIIA, KOKIBIH U3 KOTOPBIX HEoOs3a-
TEJHHO 3aMEIeH OJTHOM WM JABYMS TPYIIIaMH, HE3aBUCHMO BHIOpAHHBIMH M3 IIMAHO, TAIOTeHA, HU3IIETO aJIKH-
Ja, He00A3aTEIHHO 3aMEIECHHOTO aMHIHO, ATKHJIAMHUHO WM JI(AJIKII)aMAHO; HU3IIETO ATKOKCH, He00A3aTeIbHO
3aMEIICHHOTO HU3IIMM AJKOKCH; HEOOS3aTEeIbHO 3aMCIICHHOTO aMWHO, TaJOTCHAIKHUIA, JU(aTKUI)aMHHO-
KapOOHMIIA, ATKUIIAMAHOKApOOHIIA H aMIHOKApOOHWMIIA, FITH

R, mpencrarnser coboii GpeHmt, HeoOI3aTEIHPHO 3aMCIICHHBIN OJHOW WM JBYMS TPYIAMH, HE3aBHCHMO
BBIOPaHHBIMU U3 [UAHO, TETEPOAPHIIA, TANOTeHA, (PEHOKCH, OCH3MIOKCH, TeTepOapuiia; HU3IIETO alKiia, HeoOs-
3aTEeIHLHO 3aMEIIEHHOTO aMHHO, (JTKWI)aMUHO WM IU(JIKHIT)aMHUHO; HU3IIETO aJIKOKCH, HE00sS3aTeIhHO 3aMe-
MICHHOTO aMUHO, AH(aJTKWIT)aMIHOKapOOHMIIA, ATKIMIIAMUHOKapOOHHIIAa 1 aMHHOKapOOHMIIA;

L, mpencraBnsieT coboii -O- u L, mpencrasnset coooit -(CR;Rg),- wiu -(CR7Rg),-O-; nmm

L, npencraBnsieT coboii -NR;- u L, npencrasnseT coooit -C(O)- mmm -(R7Rg) -5 wmm

L, mpencraBnsieT coboii -NR;- u L, npencrasnseT coboit -C(O)(O)(R7Rg)y-; wmn

L, mpencraBnsieT coboii -NR;- u L, npencrasnseT coboit -C(O)(R7Rg)(0)-; mmm

L, mpeacrasnsiet coboii -NR;- u L, npeacrasmser cob6oit -C(O)(R;Rg)y-; mim

L, npencrasnser coboit -NR;- u L, npencrasiser co6oit -C(O)CR;=CRg-; miun

L, npencrasnser coboii -C(O)- u L, npencrasiset coboit -NRj; nim

L, npeacrasnser coboit -(R;Rg)m- 1 L, mpencrapmset coboit -NR3-, -C(O)- wimu -O-; win

L, orcyrcTByeT 1 L, 0OTCYyTCTBYET; HITH

L, coBmectHO ¢ L, npencrasmiset coboit -CH=CH-, -C=C- unu reTeponuKIiicH,;

L; npencrasnser coboit -CH=CH- wmu L; oTcyrcTByeT;

R, BBIOpaH M3 TeTEPOIMKIIOANKIIIA, apWiIa U TeTepoapmiia, KK U3 KOTOPBIX HEOOS3aTEILHO 3aMelleH
OJTHOM MJTW IBYMS TPYIIIaMH, BEIOPAHHBIMH U3

-OC(O)-Rs,

-C(O)O-Rs,

aMUHO,

raJIoTeHa,

raJIoreHajKuia,

(ennna,

reTepoapuia,

[HaHO,

(HU3IIETo ANKWI)THO,

(eHokcw,

(heHokcuMeTHIIA,

TeTepOAPHIIOKCH,

TeTepOAPUIIOKCH, 3aMETIIEHHOTO HU3IITUM aJIKHIIOM,

THIPOKCHIIA,

HU3IIETO aJKSHUIIOKCH,
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HU3IIETO AJIKOKCH,

HU3IIETO aIKOKCH, 3aMCIICHHOTO HU3IINM alTKOKCH, aMHHO, (aJIKHI)aMHHO, (IUAIIKII)aMUHO, TeTEPOIUK-
JIOAJIKIJIOM, TETEPOAPIIIOM HIIH TATIOTCHOM,

HU3IIETO aJIKWIa U

HUBIIETO alKWiia, 3aMEIMEHHOTO0 aMWHO-, (QJIKWII)aMUHO-, (IUAJKHII)aMUHOTPYIIONH, THAPOKCUIOM HITH
HU3IIAM aJIKOKCH;

R; BEIOpaH U3 BOIOpO/Ia M HU3IIETO ANKHJIA;

R4 BEIOpaH U3 BoiopoIa, TaloTeHa, IIMaHo W HI3IIETO ajKuIIa;

Rs BRIOpaH M3 HU3MIETO AJIKKJIA, HU3IIETO aTKOKCH W TaJOTCHa;

Rg mpencraBiser co00#t HU3MIMIA aJIKILT;

R, BBIOpaH U3 BOJOPOIa, TUAPOKCIIIA, TPU(DTOPMETUIIA M HU3IIECTO AJKHJIA;

Rg BBIOpaH U3 BOJOPO/Ia M HU3IIETO ANKHJIA,

n npeacTaBiseT coboi 0 wiu 1 u

m npeacTapiset coboi 0, 1 wm 2;

TIPH OTOM yKa3zaHHoe coeanHeHne ¢popmyibl (1) umm ero dapmareBTHUECKH TIpreMIieMast COITb TIOMEUESHBI
OITHUM WJIH 00JIee TIO3UTPOH-U3TYIaOIIUMH PaTHOHYKIAIAMH.

Taxxe mpemIokeH crnocol IMONydeHHs IUArHOCTUYECKHX HM300paKeHWH Tena CyObeKTa, BKIFOUAIOTHA
BBeZICHHE CYOBEKTY 3(h(heKTUBHOTO KONMYECTBA BU3YAIM3UPYIOMIETO areHTa, OMMCAHHOTO B HACTOSIIEM JIOKY-
MEHTe, 1 IOJyICHNE H300pakeHNUs 10 MEHBIIIEH Mepe YacTH Tella YKa3aHHOTO CyObeKTa.

Kpartkoe onucanue rpagpuyeckux MaTepuasioB

Ha uepresxe mokasans! 3Hauenns AUC CBA3BIBAHHS COCIMHEHHS 3, MEUEHHOrO M30TormoM ''C, COTIacHO
croco0y 14 B deThIpex 00JacTAX TOJOBHOTO MO3Ta y MBIIICH JUKOTO THIA WM FETEPO3UTOTHBIX WM TOMO3H-
TOTHBIX [0 HOKHHY ajutenst zQ175.

[Ipu ynoTpeOICHUN B HACTOSIICM OIMCAHWU CICAYIOIIME CIIOBA, ()pa3bl M CUMBOJBI OOBIYHO MpEIHA3HA-
YCHBI IS OTPEICTICHAS YKa3aHHBIX HIDKE 3HAUCHUH, 32 UCKIFOUCHUEM TEX CIIy4acB, KOT/Ia KOHTEKCT, B KOTOPOM
OHH HCTIONIE30BaHbI, TPEANOIaraeT HHOH CMBICI.

Crnenyromue COKpaIieHns 1 TEPMAHBI UIMEIOT YKa3aHHbBIC 3HAYCHUS Ha MPOTSHKCHUH BCETO TOKYMEHTA.

Tupe ("-"), KoTOpOe HE HAXOAUTCS MEXAY NBYMs OYKBaMH WIJIM CUMBOJIAMH, HCIIONB3YeTCS I yKa3aHUs
TOYKH MpucoenuHeHus 3amecturelsi. Hanmpumep, -CONH, npucoennHeH yepe3 aToM yriaepoja.

[Tpu ucTonp30BaHUK B HACTOSIIEM JOKYMEHTE TepMUHBI "Tpymma”, "paaukan” win "¢pparMeHT" OTHOCATCS
K (pyHKIIMOHAIBEHON TpymIe Win (parMeHTy MOJEKYIbl, IPUCOSANHIEMBIM K CBSA3HM WIH IpYyTUM (hparMeHTam
MOJICKYJI.

B cimyuae ykazanus muamazoHa 3HadeHUWE (Hampumep, Ci.¢alIKHI) MOApa3yMeBaeTCs KaXI0e 3HAYCHHE B
npejenax Auana3oHa TaK JKe, Kak U BCe MIPOMEKYTOYHBIC THAMIA30HEI.

Hampumep, "C,_gankun" sritouaer C;, C,, C;, Cy4, Cs, Cq, Ci, Cos, Cis, Cas, Cs6, Crsy Cossy Csis, Cys,
Ci4, Coy, Ciy, Cy3, Coz m Cyrankmi.

Korma ¢gparmeHT onpenencH kak Heo0A3aTEIFHO 3aMEIICHHBIH, OH MOKET OBITh 3aMEIIeH HE3aBHCHUMO WITH
Kak yacth apyroro ¢pparmenta. Hanpumep, ecian R* onpenenen kak "C_gankun win OC_¢ ankui, rae C¢anKkui
HeoO0s3aTeNTbHO 3aMelIeH TaIoTeHOM", TO TAJIOTeHOM MOTYT OBITh 3amelneHbl kak Ci.¢ alKWiIbHAs TPYIIa OT-
NeNbHO, Tak U C| KW, KOTOPBIN COCTABISIET YacTh adkuibHOU rpymmbl OC, .

TepmuH "ankun" oxXxBaThIBa€T HEPA3BETBICHHYIO IIETTh WIIM Pa3BETBICHHYIO IETh, COJEPIKAIYI0 YKa3aHHOES
KOJIMYECTBO aTOMOB yryiepojia, o0braHo oT 1 1o 20 atromoB yriiepona, Hanmpumep oT 1 1o 8 aToMoB yriepona,
Hanpumep oT 1 go 6 atomoB yrnepoaa. Tak, Hanpumep, "C;-Cq ankun" oxBaThIBaeT KaK HEPa3BETBICHHYIO, TaK
W Pa3BETBICHHYIO ILIEIb, COACPXKANIYI0 OT 1 10 6 aToMoB yriepona. [IpuMepbl alKWIBHBIX TPYIH BKIFOYAIOT
METHJI, STHJI, PO, H30MPOIII, H-OYTHII, BTOP-OyTHI, TPEeT-OyTUI, MCHTU, 2-ICHTHI, U30TICHTUII, HEOTICH-
THJI, TEKCHJI, 2-T€KCHUII, 3-TeKCIJI, 3-METHIINCHTII U oA00HbIe. Korma npuBeicHO Ha3BaHHE alKHIBHOTO OCTaT-
Ka, COJICPIKAILETO ONPEACICHHOE KOJINYECTBO aTOMOB YIIIEPO/a, TO MOPa3yMeBaeTCs, YTO BKIIFOYCHBI BCE I'e0-
METPUYCCKUEC M30MEPHI, COJACpPKAIINE yKa3aHHOE KOJIMYECTBO aTOMOB YIIICPOJa; TaKHMM 00pa3oM, Hampumep,
"OyTun" moapazyMeBaeT BKIIOUSHHE H-OyTHIa, BTOp-0yTHIIa, M300yTHIa B TpeT-0yThia; "mponua" BKIIIOYaeT H-
TIPOITHJ ¥ U30TPONIL. TepMuH "HU3MWN adKi" OTHOCHUTCS K aJIKHIBHBIM TPYIIaM, coiepxamuM oT 1 g0 6
aTOMOB yTJIEPOJa.

Tepmun "ankokcu" 0003HAYAET ANKWIIBHYIO TPYITY ¢ YKa3aHHBIM KOJUYECTBOM aTOMOB YTIIepoja, TpH-
COEIMHEHHYIO Yepe3 KHCIOPOAHBIA MOCTHK, TaKyI0 KaK, HAallpUMeEp, METOKCH, STOKCH, IPOTIOKCH, H30IIPONOKCH,
H-OYTOKCH, BTOP-OyTOKCH, TPET-OyTOKCH, MIEHTOKCH, 2-TIEHTHJIOKCH, W30TICHTOKCH, HEOTIEHTOKCH, TeKCOKCH, 2-
TEKCOKCH, 3-TEKCOKCH, 3-METHIICHTOKCH U TOJO00HBIC. AJKOKCUTPYIIBI OOBIYHO CONepKaT OT 1 o 6 aTOMOB
yriaepoja, IpUCOEIUHEHHBIX Uepe3 KUCIOPOAHBIH MOCTUK. TepMHUH "HU3MIMNA alKOKCU" OTHOCHUTCS K aJIKOKCH-
rpynmamM, cojepxxammM oT 1 1o 6 aromoB yriepoga. TepMuH "HUKIOAIKOKCH'" 03HAUaeT LUKIOAJIKIIBHYIO
TPV, KOTOPast aHAJIOTHYHBIM 00pa30M MPUCOCTUHECHA Yepe3 KUCIOPOIHBI MOCTHK.

TepMmuH "ankeHun" OTHOCUTCS K aJIKMIIBHOM TPYIIE C HEHACBIIIEHHON PAa3BETBICHHON MU HEPa3BETBIICH-
HO 1LIeTblo, co/ieprKalllel yKa3aHHOE KOJMYECTBO aTOMOB yriepoja (Hanpumep, oT 2 10 8 win oT 2 10 6 aTOMOB
yIepoa) Mo MEHBIIeH Mepe OHYy IBOWHYIO CBS3b YIIIEPOI-yIiIepo], 0Opa30BaHHYIO IPH yIATCHIH MOJICKY-
JIBI BOJIOPOJIA OT COCETHIX aTOMOB YTIJIEPOJa COOTBETCTBYIOIIETO alIKWIa. AJNKEHWIBHBIEC TPYIITHI BKIFOYAIOT, HO
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HC OTPaHMYHMBAIOTCS UMH: STCHWI, IPONCHWIT U OyTeHwT. TepMuH "HU3MIMHA aKSHWIT" OTHOCHTCS K aJIKCHUIIb-
HBIM TpYIIaM, COAEPKaIIUM 0T 2 10 6 aTOMOB yTIIepoja.

TepmuH "adKuHIIT" OTHOCUTCS K AIKWJIBHOH TPYIINE ¢ HEHACHIIIEHHOW Pa3BETBICHHOW MM HEPA3BETBIICH-
HOW IIeTIbI0, COoIeprKaIel yKa3aHHOE KOJMIEeCTBO aTOMOB yriepojaa (Hampumep, oT 2 10 8 win oT 2 10 6 aTOMOB
yriaepoaa) u MO MEHBIIEH Mepe OTHY TPOHHYIO CBS3b YIIIEPOA-YIIepod, 0Opa30BaHHYIO NPH yJAJCHHH JBYX
MOJIEKYJI BOAOPOAA OT COCEAHHUX aTOMOB YTJIEpOJia COOTBETCTBYIOIIETO alKWiIA. ANKHHWIBHBIC TPYIIBI BKITIO-
4aloT, HO HE OTPaHWIUBAIOTCS MU, dTHHHII, TPONUHWI (HanmpuMmep, nporn-1-uH-1-w1, npon-2-un-1-un) u OyTH-
HU (Hanpumep, OyT-1-uH-1-um, OyT-1-uH-3-11, OyT-3-uH-1-11). TepMuH "HU3MUH aATKUHWI" OTHOCHUTCS K aJi-
KUHWIBHBIM TPYIIaM, COAEPKALIUM OT 2 10 6 aTOMOB yTJIepoJa.

Tepmun "apun" o003Ha4aeT apoMaTHYECKOE YIIIEPOIHOE KOJBLO, COAEpIKallee yKa3aHHOE KOJINYECTBO
aTOMOB yriiepoza, Harpumep ot 6 10 12 wmu ot 6 1o 10 aTomMoB yriieposa. ApuibHbIE TPYIITBI MOTYT OBITH MO-
HOIMKJIMYECKUMH HJIM TTOJUIMKINIECKUMH (HarpuMmep, OMINKINIECKUMH, TPUIHUKINIECKUMH). B HeKoTophIxX
cirydasx 00a KOJIbIla MOJIHIMKINYECKON apriIbHOM TPy SBISIOTCS apOMaTHIECKUMHU (Harpumep, HadTwn). B
JPYTUX CIydasx MOJUIHUKINYECKHE apyiIbHbIE TPYIIIBI MOTYT COJIEpXkKATh HEapOMaTHIECKOE KOJIBIIO (HarpuMmep,
IUKJIOANIKI, UKIOANKESHII, TETEPOIHKIOATKII, TETEPOIHKIIOATIKEHIT), KOHACHCHPOBAHHOE C apOMAaTHIECKUM
KOJIBIIOM, TIPH YCIIOBHH, YTO yKa3aHHAs TOJMIMKIIMYECKas apiiIbHas TPYIIa CBsI3aHa ¢ MCXOTHOH CTPYKTypon
gepe3 aToM B apoMmaTHueckoM Kousblie. Takum oOpaszom, 1,2,3,4-tetparuaponadranuH-5-mipHas rpynma (Tae
YKa3aHHBIH (parMeHT CBsI3aH C HMCXOMHOW CTPYKTYpOH Hepe3 apoMaTHUECKHH aToM yriepoja) CUUTAETCS
apWILHOM TpyNmoH, B TO Bpems kak 1,2,3,4-rerparuapoHadranvi-1-un (Toe ykazaHHBIA (parMeHT CBSI3aH C
WCXOIHOU CTPYKTYpPOH depe3 HeapoOMaTHUCCKHU aTOM yIiiepoja) He CUMTASTCS apUIbHON TPYIITON. AHAIOTHY-
HO, 1,2,3,4-TeTparuapoXMHOINH-8-UiIbHAs Tpynmna (Tae yKa3aHHBIH (parMeHT CBsA3aH ¢ UCXOAHOU CTPYKTYpOH
yepe3 apoMaTHYeCKMH aTOM yriepoja) CUMTaeTcs apuibHOM Tpymmod, B To Bpems kak 1,2,3.4-
TETParupOXHHOIMH- | -uanibpHas Tpynna (TAe yKa3aHHbBIH (parMeHT CBsS3aH C MCXOIHOW CTPYKTYpOH depe3
HEapoOMaTHUUYECKUIl aTOM a30Ta) He CUMTAeTCsa apuibHOU rpynnoi. OfgHako 3HaUeHue TepMHHa "apun" He conep-
JKUT WIN HE OXBaTbIBA€T 3HAUECHHE TEpPMUHA "TeTepoapui', HE3aBUCUMO OT TOUKU MPUCOEAUHEHUs (HalpuMep,
KaK XHHOJIHMH-5-MJI, TAK ¥ XUHOJMH-2-WJI TIPEJICTABIISIOT COOOH reTepoapribHbIe TpyHbl). B HEKOTOPEBIX ciayda-
SIX apuJ MPEACTABIIIET cO00M peHn mu HaQTHII. B HEKOTOPBIX cITydasx apuil MPeACTaBIsAeT cOO0H (heHuUI.

JIByXBaJIeHTHBIC paJWKajbl, 0Opa30BaHHBIC M3 3aMEIICHHBIX MTPOM3BONHBIX OEH30J1a CO CBOOOJHBIMU Ba-
JICHTHOCTSIMH Y aTOMOB B KOJbIIe, 0003HaUEHBI KaK 3aMelleHHbIe (heHIICHOBEIE paauKkanbl. Ha3Banus aByxsa-
JICHTHBIX pPaJuKaloB, 00pa30BaHHBIX IIyTeM yIAJEHHS OJHOTO aToMa BOAOPOJA OT aTOMa yriiepoia cO CBOOOI-
HOW BaJICHTHOCTHIO M3 OJHOBAJCHTHHIX MOJUIMKINYECKHAX YTICBOIOPOAHBIX PAaIHKAIOB, HA3BaHUS KOTOPBIX
3aKaHYMBAIOTCA Ha "-Wi", MONydYaroT Ho0aBiIcHUEM "-UaeH" K Ha3BAaHWIO COOTBETCTBYIOIIECTO OJHOBAJICHTHOTO
panukana. Tak, Hanpumep, HaQTHIIBHAS TPYIINA C ABYMS TOYKaMH PUCOEINHEHNS Ha3bIBAaeTCsl HA TUIINACH.

Tepmun "mukmoankmi"' o0003HayaeT HEAPOMAaTHYECKOE, IOJHOCTHIO HACHINIEHHOE KapOOIMKIMYECKOe
KOJIBLIO, COJIEpKAIee YKa3aHHOE KOIMUECTBO aTOMOB yriepoaa, HanpumMep ot 3 1o 10, ot 3 1o 8 unmu ot 3 10 6
aTOMOB yrJiepoja B Kouiblie. L[MKII0anKuiabpHbIe TPYIIBI MOTYT OBITh MOHOLMKJINYECKHUMHU WM MOJHIUKIINYE-
CKUMH (Harpumep, OMIHMKIMIECKUMH, TPULMKINYeCKUMHE). [IpuMepsl IMKI0aIKMIBHBIX TPYTI BKIFOYAIOT [IUK-
JIOTIPOTIHJI, IIIKJIOOYTHII, IIUKJIOTIEHTHII 1 IIUKJIOTEKCHII, a TAKKEe MOCTUKOBBIC M KapKaCHBIE KOJIBIIEBBIE TPYIIITBI
(manpumep, HopOopHaH, Ounukio[2.2.2]oktan). KpoMe TOoro, 0THO KOJIBITO MOIHIHKIHYECKON TUKIOATKUIBHON
TPYIIIEI MOXET OBITH apOMaTHYECKUM, IPH YCIOBUH, YTO YKa3aHHAs NOJHIUKIIIYECKas IUKIOAIKIIbHAS TPYII-
ra CcoemWHEeHa C HCXOIHOM CTPYKTYpoW dYepe3 Heapomartmdeckud yriaepon. Hampumep, 1,2,3,4-
TeTparuapoHadTaInH- 1 -nibHas Tpymnmna (Tae yKazaHHBIA (parMeHT CBs3aH C MCXOJHON CTPYKTYpOH depe3 He-
apoOMaTHYeCKUil aToM yriieponia) MpeNCTaBIsIeT CO00H IUKIOANKWIBHYIO TpyHIy, B TO Bpems Kak 1,2,3,4-
TeTparuapoHadTaInH-5-n1 (TAe yKa3aHHbIH (parMeHT CBsI3aH C MCXOAHOW CTPYKTYpOH 4epe3 apoMaTHYeCKUi
aToOM YTIJIepojia) He CYMTACTCs LUKIOAIKIIbHON rpynmoil. TepMuH "nnkinoankeHmt" 0003HavaeT HeapoMaTnye-
CKO€ KapOOIMKIIMYECKOe KOJBIO, COAeprKallee yKa3aHHOEe KOJIMYECTBO aTOMOB yriepoza (Hampumep, oT 3 1o
10, wnu ot 3 A0 8, unu oT 3 10 6 KONBLEBBIX AaTOMOB YIJIEPOJa) U IO MEHbILIEH Mepe OAHY ABOMHYIO CBS3b YIJie-
pon-yriepos, 00pa30BaHHYIO yIaJeHHEM OIHOM MOJEKYJIbl BOJOPOJA OT COCETHHX aTOMOB yIJIepojia COOTBET-
CTBYIOIIECTO IUKJIOANKIIA. [[MKII0OaTKEeHIMIBHBIE TPYITBI MOTYT OBITH MOHOIIMKJIMYECKUMHU WM TTOTUIHKIINIE-
CKUMH (HampuMep, OMIHUKINIECKAMH, TPUIHUKINYECKUMH). [IpruMepsl MUKIOaTKEeHIIBHBIX TPYIH BKIIOYAIOT
IUKJIOTIPOTICHII, IIUKJIOOYTEHWII, IIUKIIOTICHTCHWI, IUKIONCHTAANCHII, IIMKJIOTEKCEHIII, a TAaKKEe MOCTHKOBBIC
1 KapKacHbIE KOJIBIIEBBIC TPYIIILI (Hanpumep, Ourukio[2.2.2]JokteH). KpoMe Toro, 0IHO KOJIBIIO MOJUIIAKITHIC-
CKOM HMKJIOATKCHUIIFHOM TPYIIBI MOXET OBITh apOMAaTHYECKUM, TPH YCIOBUH, YTO YKa3aHHAS MOIUIHKIINTC-
CKasl NUKJIOAJIKCHWIbHAS TPYIIa COeANHEHA C UCXOMHOW CTPYKTYpOH depe3 HeapOMaTHIECKUN aTOM YTIIepoa.
Hanpumep, nanen-1-nn (rae yka3aHHbIH GparMeHT COeJMHEH ¢ UCXOIHOMW CTPYKTYpO# yepe3 HeapoMaTHYECKUi
aTOM YIJIEpO/a) CYMTACTCS IMKIOAIKCHUIBHOW TPYIION, B TO BpeMs Kak MHAeH-4-m (TAe yKa3aHHbBIN ¢par-
MEHT COEIMHEH C MCXOAHOU CTPYKTYpOil uepe3 apoMaTHYECKUI aToM yriieposia) He CUUTACTCS LUKIIOAIKSHUIIb-
HOM TPYIIOH.

Tepmun "rano-" Brimovaer gropo-, Xiopo-, OpoMo- u Homo- U TepMuH "rasoren” BKmoyaer ¢rop, Xiop,
OpoM U io.

TepmuH "rajoreHamKuiI" BKIIIOUAET HEPa3BETBICHHBIC M Pa3BETBICHHBIC YIIIEPOIHBIC TIEMH, COMEPIKAIIIE
YKa3aHHOE KOJMYECTBO aTOMOB yriiepoaa (HampumMep, oT 1 10 6 aToMOB yriepojaa), 3aMeIIeHHbIX 110 MEHBIIIeH
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Mepe OJHUM aTOMOM rajoreHa. B Tex ciydasx, Korja raJloreHaJKWIbHAS TPYIINa CONEPKHUT 0oliee OJJHOTO aTo-
Ma TaJOoreHa, TaJOreHbl MOTYT OBITh OJMHAKOBBIMHU (HAIIpHMEp, MUXJIOPMETHII) WIHA Pa3InIHBIME (HATIpUMeEp,
xnoppropmernin). [lpumepsl raloreHaIKWIBHBIX TPYIIT BKJIIOYAIOT, HO HE OTPAaHWYMBAIOTCS WMHU: XJIOPMETHI,
TUXITOPMETHII, TPUXIOPMETHII, GTOPMETHII, TUGTOPMETHII, TPUPTOPMETHII, XiopdTopmern, 2-pTopaTui, 2,2-
mudTopatii, 2,2,2-tpudropatuin, 1,2-mudTopaTHia, 2-XIOpITWA, 2,2-TUXJIopdTHi, 2,2,2-Tpuxiopatun, 1,2-
JTUXITOPITHII, TIEHTAXJIOPATHI U TeHTadTOopaTII. TepmuH "rerepoapmi’ 0003HAYAET apoOMAaTHIECKOE KOJIBIIO,
coJeprkalee yKa3aHHOE KOJMYECTBO aTOMOB (Hampumep, 5-12 wmu 5-10-wieHHBIH TeTepoapui), coieprkaliee
oJMH WM OoJiee reTepoaToMoB (Hampumep, 1, 2, 3 win 4 rerepoatroMoB), BeIOpaHHBIX 3 N, O u S, mpu 3TOM
OCTaJIbHBIC KOJIBLIEBBIC aTOMBI MPEJICTABISIOT CO00H yriepoa. ['eTepoapuiibHble TPYIIBI HE COACPIKAT COCCIHUX
S u O atomoB. CoriacHO HEKOTOPHIM BapHaHTaM peaM3allid HACTOSIIET0 m300peTeHus obmiee uncio S u O
ATOMOB B T'€TEPOAPWIBHON IpyIie cocTaBisieT He Oosee 2. CorlacHO HEKOTOPHIM BapHaHTaM peaji3aliy Ha-
cTosmero n3ooperenus obiee yrcio S 1 O aTOMOB B TeTepoapwIbHOM rpyIne cocTaBisieT He 6osiee 1. Ecnm He
YKa3aHO MHOE, TeTePOapUIIbHBIC TPYIIEI MOTYT OBITH CBSI3aHBI C UCXOMHOW CTPYKTYpOW TPH MOMOIIHA aroma
yriaepoja WM a30Ta, Kak 3TO MO3BOJIAET BaJeHTHOCTh. Hanmpumep, "mupuaun" BKkIro4aeT 2-MUPpUIWI, 3-ITHPHIUIT
1 4-mupuann, a "mapposmn’ BKIOYAET |-muppoiw, 2-nupponua U 3-mupposmi. Korja B reTepoapuiibHOM
KOJIbIIE TIPUCYTCTBYET a30T, OH MOKET TPUCYTCTBOBATh B OKHCJIEHHOM COCTOSHHUH (T.e. N'-O7), eciu 9T0 Mo3Bo-
JSIET TPUPOJAa COCETHHUX aTOMOB U Tpymnn. Kpome Toro, Koraa B rerepoapriIbHOM KOJIBIE MPUCYTCTBYET cepa,
OHA MOXET MPUCYTCTBOBATh B OKUCIEHHOM cocTosHHH (T.e. S'-O” mmm SO,), eciu 3TO TO3BOJSET NPUPOJIA CO-
CEIHUX aTOMOB U TpymIl. ['eTepoapuibHbIe TPYNITEI MOTYT OBITH MOHOIMKIHYECKIMH HITH TTONUITUKINIECKUMU
(Hanpumep, OUIMKIMYECKUMHA, TPUITHKITHICCKIMH ).

B HeKkoTOpBIX ciydasx reTepoapuiibHasl TPYIINA SBISICTCS MOHOUMKIMYSCKOH. [IprMepsl BKITFOYAIOT IHP-
PO, TUPa30J, UMUIA30JI, Tpuazon (Hanpumep, 1,2,3-tpuazon, 1,2,4-rpuason, 1,3,4-tpuaszon), Tetpasoin, Qypasx,
OKCa30J1, H30KCa30JI, OKcaanason (Hanpumep, 1,2,3-okcaauason, 1,2,4-okcaguasomn, 1,3,4-okcaauaszon), TuodeH,
W30THA30II, THA30J, THAINa301 (Hampumep, 1,2,3-tuanuasomn, 1,2,4-tuaguazon, 1,3,4-Tnanua3on), MUPUIUH, TTH-
pHUIasuH, TUPUMUANH, MPa3uH, TpuasuH (Harmpumep, 1,2,4-rpuasus, 1,3,5-Tpuasun) u TeTpasud. B HeKoTOpBIX
cirydasx o0a KOJbla TMONMHIUKIMYECKOW TeTepOoapibHONW TPYMIBI SBISIOTCS apoMaTHYeCKHMHU. lIprmMepsl
BKITIOUAIOT WHJIOJI, H30MHJOJ, HHA30J1, O€H3UMHUIa30J1, OeH30TpHa3oi, OeH3odypan, OeH30KCca30J1, OEH3N30KCa-
3071, OeH3okcamuazon, OeH3oTHodeH, OeH30THa30Jy, OeH30M30THa30y, OeH3oTHamuason, |H-muppono[2,3-
blmupuann, 1H-nupasono[3,4-blmupuaun, 3H-umumazo[4,5-blmupunun, 3H-[1,2,3]tpuazono[4,5-bmupuaws,
1H-tuppomno[3,2-b|mupuann, 1H-nmpazono[4,3-blmupuaun, 1H-umumazo[4,5-b]mupunua, 1H-[1,2,3]Tpu-
azono[4,5-bmupuaun, 1H-uppomno[2,3-c|nmupunus, 1H-mupasono[3,4-cmupunun, 3H-umunazo[4,5-cmupunuH,
3H-[1,2,3]tpuazomno[4,5-clnupunur, 1H-muppono[3,2-clnupuaun, 1H-nmupasono[4,3-cluupunun, 1H-umuna-
30[4,5-c]mupunun, 1H-[1,2,3]tpuazono[4,5-c|mupumus, ¢ypo[2,3-b]mupunamn, okcaszono[5,4-blnupunus, uzo-
kcazouno[5,4-bmupunun, [1,2,3]okcaguaszonolS,4-blmupunun, dypo[3,2-b]mupuanH, okcazono[4,5-b]mupuauH,
n30Kca3om0[4,5-b|mupuauH, [1,2,3]okcanuazono[4,5-blmupunun,  dypo[2,3-c]uupuanH,  okca3omo[5,4-
clmupunun, wu3okcazono[S,4-clmupumus, [1,2,3]Jokcamuazono[S,4-clmupunun, ¢Gypo[3,2-c]luupunuH, oKca3o-
no[4,5-c|mupunun, u3okcazono[4,5-clmupunun, [1,2,3]okcamuaszonol4,5-cjoupuauH, THEHO[2,3-b]MUpUIHH,
THa3ono[5,4-b lmupuauH, M30THa30JI0[ 5,4-b|mupuanH, [1,2,3]tnagmazomno[5,4-b]mupumuH, THEHO[3,2-
blmupuann, TtHazono[4,5-blmupuannH, w3otnaszono[4,5-blmupuaun, [1,2,3]tnaguazono[4,5-b]mupuauH, THE-
HO[2,3-c|mupuanH, THa3070[5,4-ClmupuanH, w30THA3070[5,4-cJmupunuH, [1,2,3]tnannazono[s,4-cJnupunuH,
THeHo[3,2-c|mupuanH, THazono[4,5-cJmupunuH, n3otuazono[4,5-c|mupuaus, [1,2,3]tnaguazono[4,5-cmupuanH,
XWUHOJIMH, W30XWHOJIMH, IIMHHOJIMH, XWHA30JIMH, XWHOKCAJIWH, (Tana3zuH, HapTupumuH (Hampumep, 1,8-
Hadrupunu, 1,7-Hadrupunun, 1,6-Hadtupunun, 1,5-nadrupunun, 2,7-Hadrupunuy, 2,6-HagTUpUANH), TMU-
na3o[ 1,2-almupunun, 1H-mupasono[3,4-d]tuazon, 1H-nupasono[4,3-d]trazon u umuaaszo[2,1-b]tuazomn.

B nmpyrux cimydasx MOJUIMKINIECKUE TeTEPOapUILHBIC TPYIITBI MOTYT BKJIFOYATh HEAPOMATHIECKOE KOJb-
1o (HampuMep, UKIOATKII, ITUKIOANKEHUI, TeTCPOIUKIOATKILII, TeTePOIIUKIOANKESHIIT), KOHACHCUPOBAHHOE C
reTepOaAPIBHBIM KOJBIIOM, IPU YCIIOBUH, YTO YKa3aHHAS MOJUIIMKINYCCKUC TeTepOapUIIbHAs TPYIIA CBsI3aHa C
HCXOJTHOW CTPYKTYpPOI Uepe3 aToM B apoMaTuieckoM kombile. Hanpumep, 4,5,6,7-terparuapobenso|d]|trazon-2-
WIbHAsI TpyIa (TAe yKa3aHHBIA (pparMeHT CBsS3aH C UCXOIHON CTPYKTYPOH Yepe3 apoMaTHIECKUHA aTOM YTIIepo-
JIa) CIMTAETCS TeTepOAPMIIBHON TPYIIION, B TO BpeMs Kak 4,5,6,7-terparuapooen3o[d]Tnazon-5-mr (rae ykazas-
HBIA parMeHT CBSI3aH C UCXOTHOW CTPYKTYpPOH depe3 HeapoMaTHUECKHH aTOM YIJIepoJia) He CUHMTAETCS TeTe-
poapuibHOH Tpymnmoi. TepmuH "rereponukioankuna”’ o003HaYaeT HEAPOMATHIECKOE MOJHOCTHI0 HACBHIIEHHOE
KOJIBIIO, COJIepIKalllee yKa3aHHOEe KOJMYECTBO aTOMOB (Hampumep, 3-10 win 3-7-wWICHHBIH TeTepOIMKIOATKIIT),
coJieprkailiee OUH WK OoJiee reTepoaToMoB (Hampumep, 1, 2, 3 uiu 4 reTepoatoMoB), BeIOpaHHBIX U3 N, O u S,
TIPY 3TOM OCTaJbHEIC KOJBIIEBHIC aTOMBI MPEICTABISAIOT co00i yriepos. I eTepoluKIIoanKuIbHbBIC TPYIIIBL MO-
TyYT OBITh MOHOIMKIIMYECKUMHY HJIH TOTUIMKIUICCKUME (HATIpUMEp, OUIIUKITUYCCKUMHE, TPUITTKITAICCKIMU).

[IpuMepbl MOHOIIMKITUYECKUX TETEPONMKIOANKITFHBIX TPYII BKIIOYAIOT OKCHUPAHIII, a3UPUIHMHII, a3€THU-
JUHWJ, TIAPPOJTUANHIIT, UMUIA30JIAAUHIIL, TUPA3OTHINHII, TATICPUANHII, TUICPA3UHILT, MOP(POIHMHUI H THO-
MOPQOIUHNIL

Korga B reTeponrKIOaNKHIFHOM KOJBIE TPUCYTCTBYET a30T, OH MOYKET IMPUCYTCTBOBATH B OKHCICHHOM
cocrosnun (T.e. N'-O), eciu 3To MO3BONSET MPUPOJA COCEAHUX aTOMOB M Tpynm. [IpuMepsl BKIIOYAIOT MHUIIe-
punuHII N-okcna U Mopdommamt N-okcua. Kpome Toro, Koria B TeTEpOATKMIBEHOM KOJIBIE IPUCYTCTBYET Ce-
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pa, OHAa MOKET NPUCYTCTBOBATH B OKUCIEHHOM cOCTOSHMH (T.e. S'-O umu -SO,-), eciu 3T0 T03BONAET IPUPOLA
COCEIHUX aTOMOB U Tpymil. [Ipumeps! BktoyaroT THoMopdonuH S-okcua u Tuomopdonun S,S-auokcua. Kpome
TOTO, OJTHO KOJIBIIO MOJUIMKINIECKOHN TeTepOUKIOAIKHIBHON IPYIIBI MOXKET OBITh apOMaTHYECKIM (HAIpH-
Mep, apwuil WK TeTepoapui), IpH YCIOBHHU, YTO yKa3aHHAS IOJNUIMKINYIECKAs TeTepPOIUKIOANKAIbHAS TPy
coeMHEHa ¢ MCXOMHON CTPYKTYpOH depe3 HeapoMaTWYeCKHi aToM yriepoaa wid asora. Hampumep, 1,2,3,4-
TeTParuAPOXUHOIHH- | -MuIbHas Tpymmna (TAe yKa3aHHBIA (QparMeHT CBS3aH C MCXOMHOHM CTPYKTYpOH uepes He-
apOMaTHYEeCKHii aTOM a30Ta) CYHMTAETCS TeTePONMKIOANKWIBHON Tpymmod, B TO Bpems kak 1,2,3,4-
TeTParuAPOXUHOINH-8-MIIbHAS Tpynna (TAe YKa3aHHBIH (parMeHT CBs3aH C UCXOIHOU CTPYKTYpOH uepes apo-
MaTHYECKHI aTOM yrjiepoJia) He CUMTAETCS TeTEPOLUKIOATKUIBHOM IPyIIOH.

TepMuH "reTeponUKIOANKeHIT" 0003HAYAET HEAPOMATHUCCKOE KOJIBIIO, COJIepIKaIlee YKa3aHHOE KOJJe-
cTBO atoMoB (Hampumep, 3-10 win 3-7-4IeHHBIH TeTepOLMKIIOANKII), coJlepiKalliee OANH WiIK Ooliee reTepoa-
ToMOB (Hampumep, 1, 2, 3 win 4 rerepoatoMoB), BEIOpaHHBIX u3 N, O U S, IPHU 3TOM OCTaNbHBIC KOJIBIICBEIC
ATOMBI TIPEJICTABIIOT COOOM YIIepoI, U CoJepKaIlee O MEHBIICH Mepe OIHY ABOWHYIO CBsI3b, 00pa30BaHHYIO
MIpU yJAJICHUU OJHON MOJIEKYJIbl BOJOPOAA OT COCEITHUX aTOMOB YIiepoa, COCEAHUX aTOMOB a30Ta WK COCE/I-
HUX aTOMOB YTJIepoJa M a30Ta COOTBETCTBYIOIIETO T'eTEPOIMKIOANKIIA. | eTepOnHUKIOaIKeHUIBHBIE TPYIIIHI
MOTYT OBITH MOHOITMKIMYECKIMH HJIU MOJUIUKINISCKUMH (HapuMep, ONIUKIMISCKIMH, TPHIUKINIESCKUMH).
Korma B reTeporikiIoaskeHIIEHOM KOJBIE MIPUCYTCTBYET a30T, OH MOKET IIPUCYTCTBOBATH B OKHUCICHHOM CO-
crosau (T.e. N'-O’), eclu 5TO MO3BOMIAET IPHPOJIA COCETHUX aTOMOB M rpymi. Kpome Toro, koria B retepoan-
KEHMILHOM KOJIBIIE TIPHCYTCTBYET CEpa, OHA MOXKET TIPUCYTCTBOBATh B OKHCIEHHOM COCTOSHHMH (T.€. S'-O i -
SO,-), ecnu 3TO TO3BOJISAET MPUPOJA COCEAHUX ATOMOB M TPYIIIL.

[IpuMepbl  TETEPOIMKIOATKCHIUIBHBIX ~ TPYNI  BKIIOYAKT  nuruapodypanwn  (Hanpumep, 2,3-
muruapodypannn,  2,5-auruapodypanwn), guruapornodenun (manpumep, 2,3-auruaporuodenmn, 2,5-
JUTHAPOTHOGEHIIT), TUrHAponHppoini (Hampumep, 2,3-auruapo-1H-nuppomm, 2,5-murunpo-1H-nuppommn),
JTUTHAPOUMUAA30NII (Hampumep, 2,3-muruapo-1H-umunazomun, 4,5-quruapo-1H-uMuna3onin), mupanul, Tu-
ruaponupanui (Hanpumep, 3,4-nuruapo-2H-nupann, 3,6-murunpo-2H-nmpanun), TeTparuaponupuanHu (Ha-
npumep, 1,2,3,4-reTparuaponupuauami, 1,2,3,6-TeTparuponupuIuHIIT) U TUTHAPOTIHPUANH (Harpumep, 1,2-
quruaponupunnH, 1,4-gurunpomupuanH). KpoMe TOro, 0gHO KOJBIO HOMHIUKIMYECKOW TETEpOIHKIIOATKE-
HIJIBHOW TPYIIIBEI MOKET OBITH apOMaTHYECKUM (HAaIIpUMeEp, apiil HiIH TeTepoapmil), IpH YCIOBHUH, YTO yKa3aH-
Hasl TTOJUIMKIINYECKasl TeTePOIMKIOATKCHIIIFHAS TPYIINa COSANHEHA C UCXOIHOM CTPYKTYpOH uepe3 Heapoma-
THYECKUH aToM yriiepoja WM a3zoTa. Hampumep, 1,2-muruapoxuHONMH-1-niapHas Tpynma (TAe yKa3aHHBIA
(hparMeHT cBs3aH C HCXOAHOHM CTPYKTYpOH depe3 HeapOMaTHYECKHI aTOM a30Ta) CUUTAETCS TeTePOIINKIOAIKE-
HWJIBHOM I'PYIIOH, B TO BpeMs Kak 1,2-TUTHIpOXHHOIMH-8-HIbHAS TpyNIa (TAe yKa3aHHbBIH GparMeHT cBs3aH C
UCXOITHOW CTPYKTYPOH Yepe3 apoMaTHYeCKUH aTOM yIiiepojia) HE CUYUTACTCS TeTEPOIMKIOATKEHIIIBHON TPYII-
noil. TepMuH "reTepolMKIMIeH" MPU UCIIOIB30BAHUM B HACTOSILIEM JOKYMEHTE OTHOCUTCSI K HEapOMaTHUECKO-
My MOHOLMKIMYECKOMY AUpAJUKAILY, COAepKaleMy oT 3 10 5 aToMOB B KoJjblle. [IpuMepbl reTepoukinieHa
BKIIIOUaloT 1,2-okcupaHuiieH, 2,2-0KCUpaHuiieH, 1,2-a3upuauHuiieH, 2,2-a3upuanHuieH, 2,2-0KkceTauuieH, 2,3-
OKCEeTaHWICH, 2,4-OKCeTaHWIeH, 3,3-OKCeTaHWwIieH, 2,2-a3eTHHAWHUICH,  2,3-a3eTHHAWHWICH,  2,3-
a3eTUHAWHWIEH, 3,3-a3eTHHANHWICH, 2,3-TeTparuapodypanwieH u 3,4-retparuapodypanwieH. TepmMuH "He-
00s13aTeabpHO" MK "BO3MOKHO" O3HAYAET, YTO OMMCAHHOE BITOCIEACTBHU COOBITHE HIIH OOCTOSTENHCTBO MOKET
MIPOM3OUTH WM MOXKET He MPOU30MUTH, U YTO ONMCAHWE BKJIIOYACT CIydaH, KOTJa yKa3aHHOE COOBITHE N 00-
CTOSAITENTECTBO MMEET MECTO, M CIy4ad, B KOTOPHIX yKa3aHHOE COOBITHE WM OOCTOATENHCTBO HE MMEET MECTa.
Hampumep, "HeoOs3aTeNbHO 3aMeNeHHBIA aNKWI" 0XBaThIBaeT Kak "ankuin", Tak W "3aMelmeHHBIH alKmI"', Kak
OTIpENICIICHO B HACTOsAMIEM JoKyMeHTe. CrienuanuctaM B TaHHOM 00acTH TEXHUKH OyJET TMOHSATHO, YTO JTr00as
TpyIa, coAepiKalias OJWH WIA HECKOJIbKO 3aMECTHUTENCH, He MpeHA3HAYCHA JIIs BBEACHUS KaKOTO-THOO 3a-
MEIICHUSI WX MOJIENICH 3aMeIICHUs, KOTOPBIC SBIISIOTCS CTEPHUYCCKU HEIeIecO00pa3sHbIMU, HEOCYIIIECTBUMBIMU
C TOYKH 3PCHHS CHHTE3a W/WITU HECTaOWIEHBIMU.

TepMuH "3aMelIeHHBIH" PH HCIIOIB30BAHUM B HACTOSIIEM JOKYMCHTE O3HA4YacT, YTO JIOOOW OIWH WIH
HECKOJIBKO aTOMOB BOJOPOJA MPHU YKa3aHHOM aTOME WJIHM TPYIIIE 3aMCIICH 3aMECTUTEIIEM, BEIOPAHHBIM U3 YKa-
3aHHOW TPYIIIBL, IPH YCIOBHH, YTO HOpPMaJbHAs BAJICHTHOCTh YKa3aHHOTO aToMa He mpeBblmieHa. Ecim 3amec-
TUTENb MPeACTaBIsIeT co00it okco (T.e. = O), To MpH yKa3aHHOM aTOME 3aMEHEHHI 2 aTroma Bojopoaa. KomOuHa-
IIUH 3aMECTUTEIICH W/ UM IIePEMEHHBIX TOIYCTHMBI TOJIBKO B TOM CIy4ae, €CIIM TaKHe KOMOMHAIIUHN TPUBOIAT K
MOJYYCHUIO CTAOMIIBHBIX COSAWHEHHH WM IMOJIE3HBIX MPOMEKYTOYHBIX MPOAYKTOB cuHTe3a. CTabuibpHOE CO-
eWHEHNEe WIN CTaOWiIbHAs CTPYKTypa IMOApa3yMeBacT COEAWHEHHE, KOTOPOE SBIISETCS JOCTATOYHO yCTOWUH-
BBIM, YTOOBI BRIACPKATH BBIICIICHHE U3 PEAKIIMOHHON CMECH W MOCIeIyoIee IPUTOTOBICHNE B KAUECTBE areH-
Ta, IMEIOLIETO 10 MEHBIIEeH Mepe NMpakThudeckoe nMpuMeHenue. Eciiu He ykazaHO MHOE, 3aMECTUTEIN Ha3BaHbI B
OCHOBHOM cTpykType. Hanmpumep, cienyer moHUMaTh, 4TO KOTJa (LUKIOANKWI)AIKWI YKa3aH B KauecTBE BO3-
MO>KHOTO 3aMECTHUTEIS, TOUKA MPUCOEIUHEHUS ITOTO 3aMECTUTENSI K OCHOBHOM CTPYKTYpE HAXOJUTCS B aJIKHIIb-
HOM yacTH.

Tepmunb! "3ameneHHbIH" Ak (BKItoYaroT 0e3 orpanmdcHus, Ci-C, anku), NAKIOATKII, ITHKIOATKE-
HUJI, apwil, TeTCPOUUKIOANKIII, TeTCPOIMKIOATKCHIUT U TeTePOapml, €CH SIBHBIM 00pa30M HE yKa3aHO HHOE,
OTHOCATCS, COOTBETCTBEHHO, K QJIKWITY, HUKIOAIKIITY, IIHKIOATKEHIITY, apuily, TeTePOUUKIOANKIIY, TeTepo-
UKIIOATKCHUITY U TETepOapHiTy, B KOTOPBIX OJIMH W OoJiee (Hampumep, 0 S5, HarmpuMmep 10 3) aTOMOB BOAOPO-
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Jla 3aMEIICHBI 3aMECTHTEIEM, HE3aBHCUMO BEIOPaHHBIM U3

-R?, -OR", -O(C,-C; ankum)O- (Harpumep, MeTHneuokcu-), SR®, ryanuaun (-NHC(= NH)NH,), ryann-
JIMHA, B KOTOPOM OJIMH WJIM 0OoJiee aTOMOB BOJOpoaa ryaHuanHa 3aMeHeHbl Ci-C, aJKUIBbHON TPYIIIOH, NR°RS,
TaJIOT€HOM, IIHAaHO, OKCO (B KaueCTBE 3aMECTHTENS IS TETEPOIMKIIOATKIIIA), HUTPO, CORb, COsz, CONRbRC,
OCOR®, -OCO,R?, -OCONR’R’, -NR°COR®, -NR°CO,R?, -NR°CONR’R’, -SOR’, -SO,R?, -SO,NR’R® u
-NR‘SO,R?,

rae R? Boibpan u3 C;-Cg ankuia, DUKIOAIKUIA, apUIIa, TETEPOLUKIOANKAIIA U TETEPOAPHIIA;

R® Boi6pan u3 H, C;-Cg alKuIIa, apia i reTepoapiia u

R° BeIOpan u3 Bogopoaa u C;-C, ajakuia uin

R’ 1 R®, COBMECTHO C aTOMOM a30Ta, K KOTOPOMY OHH MIPUCOCITUHEHEI, MPEICTABISCT COO0H reTepOnKIO-
ANKWIBHYIO TPYIIY; U

rae kaxapiil C-Cg ajKuil, NUKIOANKWI, apHil, TETePOIMKIOATKIII U TeTePOapri HE3aBUCHMO 3aMEIICH
OTHUM WU OoJiee, HAPUMEp OJHUM, IBYMsI MM TPEMs 3aMECTUTEIISIMH, HE3aBUCHMO BhIOpaHHBIMHU U3 Ci-Cy
ankuna, C;-Cy HuKIIOaNKUiIa, apuna, rerepoapuia, apwiC,-C, ankuna-, rerepoapui-C,;-C, ankuna-, C,-C, rauo-
reHankuna-, -OC,-C,4 ankuna, -OC,C, ankundenuna, -C,-C, ankun-OH, -C,-C, ankun-O-C,-C,4 ankuia, -OC;-C,
rajiorenankuia, rajgorena, -OH, -NH,, -C,-C4 ankmi-NH,, -N(C,-C,4 anxwmn)(C,-C, ankun), -N(C,-C, anxwmr)(C;-
C, amxunrerepoapmi), -NH(C;-C4 amkun), -N(C,-C4 anknn)(C,-C4 anxundenwn), -NH(C,-C, ankundennn), mm-
aHo, HATPO, OKCO (B KadecTBe 3amecTuTeNs mis retepoapuia), -CO,H, -C(0)OC,;-C, amkun, -CON(C,-C, an-
kun)(C,-Cy anxmn), -CONH(C,-C, ankun), -CONH,, -NHC(O)(C;-C4 anxun), -NHC(O)(penmn), -N(C,-C, an-
ki) C(O)(C,-Cy4 ankmi), -N(C;-C4 ankun)C(O)(benunn), -C(0)C,-C4 ankuna, -C(O)C,-C4 denuna, -C(O)C,-Cy4
ranmorenankmia, -OC(0)C;-C, ankuna, -SO,(C;-Cy4 ankmn), -SO,(denun), -SO,(C-C, ranorenankun), -SO,NH,,
-SO,NH(C,-C, ankun), -SO,NH(dbenun), -NHSO,(C;-C4 ankun), -NHSO,(penmn) u -NHSO,(C,-C, ranorenan-
KIJT).

TepmuH "3aMeleHHbIH aMUHO" OTHOCHUTCS K TPYIIIIE -NHRY wu -NRde, IIe KaXKIbIH RY He3aBHCHMO BBI-
OpaH U3 HEOOSA3aTENBPHO 3aMEUICHHOTO allKWIa, Heo0A3aTENFHO 3aMEIICHHOTO IMKIIOANKWIIA, HEOOsI3aTeIbHO
3aMEIIeHHOTO anuia, HeoOs3aTeTbHO 3aMEIEHHOTO apuiia, HeoOs3aTeIbHO 3aMEIIEeHHOTO TeTepoapmiia, Heoos-
3aTEeNLHO 3aMENIEHHOTO TeTePOIUKIOATKNIIA, ATKOKCUKapOOHIIa, CyIb(QUHIIA U CYTb(POHMUIIA, TIPH ITOM 3aMe-
MICHHBIE AJKWI, IUKIOATKHII, apwil, TETEPOIUKIOATKII U TeTepOoapui OTHOCITCS, COOTBETCTBEHHO, K aJKUIY,
MUKIIOATTKHUITY, aprily, TeTEePOIMKIOATIKIIY U TeTepoapuily, B KOTOPHIX OJWH Wi Oosee (Hampumep, 10 S5, Ha-
puMep A0 3) aTOMOB BOJIOPO/A 3aMEIIEHbI 3aMECTUTENIEM, HE3aBHCHUMO BBIOPAHHBIM U3

R?, OR®, O(C,-C; ankum)O- (HampuMep, MeTHIeHIHOKcH-), SR®, ryaHmuHa, TyaHHIHHA, B KOTOPOM OIHH
win 0oJiee U3 aTOMOB BOJIOPOJIa TYaHHUIMHA 3aMEHCHBI TPYIIION HU3IIETO aJIKHIIa, NRPR®, rajores, uuaHo, HUT-
po, -COR®, -CO’R’, -CONR’R®, -OCOR®, OCO’R?, -OCONRR®, -NR°COR®, -NR°C’R?, -NR°CONR'R,
-CO’R®, -CONRR®, NR°COR®, -SOR?, -SO’R?, -SO*NR"R® u -NR°SO’R?, riie R BBIOpaH H3 HeoOsS3aTEIBHO
3amenieHHoro Ci-Cy ankuia, HeoOs3aTeIbHO 3aMEIIICHHOTO apria U HeoOs3aTeIbHO 3aMEIICHHOTO TeTepOapuiIa;

R® BbIOpaH u3 H, HeoOs3aTenpHO 3amenieHHOTr0 Ci-Cy anmkmina, HeoOsA3aTeIbHO 3aMEIICHHOTO apuia U He-
00513aTeNIFHO 3aMEIICHHOT0 TETEPOapuUiIa 1

R° BBIOpan u3 Bogopoaa u Heobs3aTenpHo 3amemenHoro C;-Cy ankuma;

TIPH 3TOM KaxKaasi HeoOsA3aTeabHO 3aMelleHHas TPYIIIa SIBISIETCS He3aMEIIeHHOW MM HEe3aBUCHMO 3aMe-
MICHHOW OJTHAM WJIU OOJiee, HalpuMep OJHUM, ABYMS T TPEMs 3aMECTUTEIISIMU, HE3aBUCHMO BHIOPAHHBIMH W3
C,-C4 ankwmna, apwia, rerepoapmia, apui-C;-C, ankwmia-, rerepoapun-C;-C, ankwmma-, C;-C, ramoreHaiKuia-,
0OC,-C, ankuna, OC,-C4 anxkundenmna, -C,-C4 anmkun-OH, -OC,-C, ranmorenankwnia, raigorera, -OH, -NH,, -C;-
C4 anmkmwin-NH,, -N(C;-C; amxun)(C;-C4 anmkmin), -NH(C;-C, ankwmn), -N(C;-C, amxun)(C;-C4 ankundenmn),
-N(C;-C4 ankun)(C,-C, ankunrerepoapwmn), -NH(C;-C4 ankuindeHun), iuaHo, HUTPO, OKCO (B KAYECTBE 3aMECTH-
tens s rerepoapuna), -CO,H, -C(O)OC;-C4 ankmuna, -CON(C,-C, amxkun)(C;-C4 ankum), -CONH(C;-C,4 an-
ki), -CONH,, -NHC(O)(C;-C, ankmn), -NHC(O)(dpennn), -N(C;-C, ankmn)C(0O)(C,-C,4 amkmn), -N(C;-C,4 an-
k1) C(O)(dhenun), C(O)C,-C, ankuna, -C(0)C;-C4 dpenmna, -C(0)C,-C, ranorenankuna, -OC(0O)C;-C, amkuna,
-SOy(Ci-Cy4  amkmn), -SOy(denmn), -SO,(Ci-C, ramorenamkmn), -SO,NH,, -SO,NH(C;-C; amkwun),
-SO,NH(¢pennn), -NHSO,(C,-C,; anxwun), -NHSO,(permn) u -NHSO,(C;-C, ranorenankwn). Tepmun "3ame-
IICHHBIH aMUHO" TaKXe OTHOCHUTCS K TPYIIIe -NR°R', rae R® u R’ coBMecTHO ¢ aTomoM a30Ta, K KOTOPOMY OHH
MIPUCOEANHEHBI, 00pa3yloT Heo0sA3aTeIhbHO 3aMEIICHHBIN S5-7-4JIeHHBIH a30TCOACpKAIlNid HeapoMaTHYECKUN
TETEPOITNKII, KOTOPHIH HE00A3aTeIHHO COACPKUT 1 MM 2 MOTIOJHUTEIBHBIX TeTepoaToMa, BEIOPAaHHBIX U3 a30Ta,
KHCIIOPOJIa U CEePHI.

Tepmun "amuHOKapOOHWI" OXBaThIiBaeT rpymmny ¢hopmyisl -(C=0) (HeoOs3aTeIbHO 3aMEIIeHHBI aMHUHO),
r/ie 3aMCIICHHBI aMHHO TaKOM, KaK OMMMCAHO B HACTOSIIEM JOKyMeHTe. COCIMHCHHUS, OTIMCAHHBIC B HACTOSIICM
JIOKYMCHTE, BKITFOUAIOT, HO HE OTPAHUYMBAIOTCS MU, UX ONTUYCCKUE U30MEPEI, palleMaThl U IPYTHe CMECH yKa-
3aHHBIX BEIIECTB. B Takux ciiyuasx yka3aHHbBIC OTACIBHBIC YHAHTHOMEPHI HITH THACTEPCOU30MEPHI, T.C. ONTHYC-
CKU aKTUBHBIC ()OPMBI, MOXKHO MOTYYHUTh MPH MOMOIIH aCHMMETPHUECKOTO CHHTE3a U PACIICIUICHUS paleMa-
ToB. PacmieruieHue paeMaToB MOXKHO OCYIIECTBISATH, HAIIPUMED, C MOMOIIBI0 OOBIYHBIX CIIOCOOOB, TAKMX KaK
KPHUCTAJLTU3AIMS B MPUCYTCTBUH PACHICIUIAIONICTO arcHTa WM MPHU MOMOIIU XPOMATOTpa(uu, ¢ MOCPESIACTBOM,
HaIpuUMep, XUPaTbHOU KHUIKOCTHOW XpoMmaTorpadun Beicokoro masieHus (BOXX). Tepmun "u3omepsl" oTHO-
CUTCS K PAa3IMYHBIM COSIUHEHHSIM, KOTOPBIE HMEIOT OJTHY U Ty e MOJIeKyJsipHyto hopmyrny. Tepmun "crepeo-
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U30MepHI" OTHOCHUTCS K U30MEpaM, KOTOPBIC OTIHUYAIOTCS TOJIBKO CIIOCOOOM PACIIOIOKEHUS aTOMOB B IPOCTPaH-
ctBe. TepMuH "9HAHTHOMEPHI" OTHOCUTCS K CTEPEOM30MEPaM, MPEICTABIAIONIMM COOOU 3epPKATbHBIC OTPaKCHUS
IIpyT ApyTa, He cOBMeNIaeMble B IpocTpancTBe. CMech mapbl SHaHTHOMEPOB 1:1 mpencraBisieT coboit "paremu-
geckyro" cmech. CuMBoOI "(£)" MOXKET OBITh MCIIONB30BaH I 0003HAUCHMSI PAIEMHUYECKON CMecH, TIe ATO He-
obxomumo. TepmuH "muactepeon3oMepbl’ OTHOCHTCS K CTEPEOHM30MEPAM, KOTOPhIE UMEIOT M0 MEHbBIICH Mepe
JIBA aCHMMETPHUYECKUX aTOMa, HO KOTOPBIE HE ABISIOTCS 3epKaJbHBIMH OTPAKEHUSIMH YT Ipyra. AOcomoTHAs
CTEpEOXHMHUS yKa3aHa B COOTBETCTBHHM C cUcTeMoi o0o3Hauenuii Kana-Uuromsaa-IIpemnora (R-S cucrema). Ko-
I/1a COeIMHEHHE MPEICTABIACT COOON YMCTHIM SHAHTHOMED, CTEPEOXUMUS KaXKIOTO XHPAIBHOTO aToOMa yIiepo-
Jla MOXeT OBITh OTpeJieicHa mpu moMonm R wum S. PacrieruieHHple COeTMHEHUS, Ybsi a0COMIOTHAS KOH(UTYypa-
U] HEU3BECTHA, MOXHO 0003HAYHTH (+) WK (-) B 3aBUCUMOCTH OT HAIpaBJICHUS (C MPaBBIM WU JICBBIM Bpa-
IICHHUEM ), B KOTOPOM OHH BPAIAIOT TUIOCKOCTh MOJISPHU3ANNH ILIOCKOTIOISIPU30BAHHOTO CBETA MPH JIMHE BOJHEI
D-nmunnn Hatpus. AOCONIOTHAS CTCPCOXMMHUS 3aMCIICHHBIX JTBOWHBIX CBs3eil MOXeT OBITh 0003HaueHa Kak E
WM Z B COOTBETCTBHH C IPaBWIaMH NpHOpUTETa cucTeMbl o0o3HaueHnii Kana-Muronpaa-IIpenora. B ciyyasx,
KOTJ]a COCIMHCHUE, OMMCAHHOE B HACTOSIIEM IOKYMEHTE, CYIIECTBYET B Pa3lMYHBIX TayTOMEPHBIX (hopMmax,
TepMUH "coeMHeHne" BKITIOYAET BCe TayTOMEpHBIE (DOPMBI YKa3aHHOTO COeTUHEHMsI. TaKkue COSAMHEHNS TaKKe
BKITIOUAIOT KpUCTALTNYECKHe (POpPMBI, BKItOYask OTUMOPGBI B KIIATpaThl. AHAJOTHYHO, TEPMHUH "CcONb" BKITIO-
4aeT BCe TayTOMEpHBIE (OPMBI M KpHUCTAUTHYECKUEe (POPMBbI YKa3aHHOTO coequHeHHs. TepMuH "Tayromepbl"
OTHOCHUTCS K CTPYKTYPHO Pa3JIMYHBIM H30MepaM, KOTOPBIE MOTYT IEPEXOAUTh APYT B ApyTa MPH TayTOMEpH3a-
mun. TayToMepu3anus IpeAcTaBisieT co0oi (hopMy M30MEpH3alUK U BKIIOYACT MPOTOTPOMHYIO TayTOMEpH3a-
IIUIO WJTM TayTOMEPHU3AIMIO ¢ M3MEHEHHEM ITOJIOKEHUS IPOTOHA, KOTOpAasi CYUTACTCS IOAPA3AEIOM XUMHUH KH-
CJIOT U OCHOBaHHM. [IpOTOTpOMHAS TAYTOMEPHU3AIUS WM TAYTOMEPU3AIUs ¢ H3MCHEHUECM TMOJIOKCHHUS MPOTOHA
BKITIOYAaeT MUTPALHUI0 MPOTOHA, COMPOBOXMAIONIYIOCS W3MEHCHHSMH MOPSAKA CBSI3CH, 4acTO MEpPECTaHOBKOMN
OJIMHAPHOM CBSI3U M COCETHCH TBOWHOM CBs3U. B ciryyasx, KOTJa BO3MOXKHA TayToOMepHu3alus (HanpuMmep, B pac-
TBOpE), MOXHO JIOCTHTaTh XUMHUYECKOTO PaBHOBECHS TayToMepoB. [IprMepoM TayToOMepH3aluu SBISETCS KETO-
CHOJIbHAST TayToMepu3anus. KOHKPeTHBIM MPUMEpPOM KETO-CHOJNLHOW TayTOMEPH3allud SBISICTCS B3aUMOIIPE-
BpallleHHEe TAyTOMEPOB MMEeHTaH-2,4-THOHA U 4-THIPOKCUIICHT-3-eH-2-0Ha. J[pyrumM mpumMepoM TayToMepH3aluu
aBIsieTcs (peHon-KeToHHas TayTomepu3anus. KoHKpeTHBIM puMepoM (eHONI-KETOHHON TayTOMEPH3aluH SBIIS-
€TCsl B3aUMOTIPEBpAIICHHE TAyTOMEPOB MUPUANH-4-011a 1 TupuauH-4(1H)-ona. ®apMarieBTHIeCKH preMiIeMble
(hopMBI coeTMHEHUH, TPUBEICHHBIC B HACTOAIIEM JOKYMEHTE, BKIIOUAIOT (hapMaIieBTUICCKH TIPHEMIIEMbIE COJIN
1 ux cMecu. CorylacHO HEKOTOPHIM BapHaHTaM peaii3alliy HACTOSIIECTO N300pEeTeHUs COSIMHEHMS, ONICaHHbIe
B HACTOSIIIEM JOKYMEHTE, HaXOATCSA B popMe (hapMalleBTHICSCKH ITPHEMIIEMBIX COJEH.

Tepmun "dapMarneBTHIECKH TPUEMIICMBIC COJTU" BKIIFOYACT, HO HE OTPaHUYHMBACTCS UMU: COJIM C HEopra-
HUYECKUMU KHCJIOTaMH, TaKKe Kak ruapoxiopar, gocdar, mudocdar, runxpodbpomar, cynbdar, cyabpuHaT, HAT-
paT ¥ OJOOHEIC CONM; a TAKXKE COJM C OPTaHUYCCKUMH KHCIOTaMH, TaKHe Kak MayaT, MaieaT, pymapar, Tap-
TpaT, CYKI[MHAT, IIUTPAT, JJAKTAT, METaHCYIb(OHAT, N-TONYOICYIb(OHAT, 2-THAPOKCHITIICYIHPOHAT, OCH30aT,
CAJIMIIIIAT, CTeapaT, TalloTCHAKAHOAT, TaKOM Kak TpudToparerart, W ajKkaHOaT, Takoil kak amerat, HOOC-
(CH)n-COOH, rzme n npencrasiser coboit 0-4 n momo0HbIE coMH. AHAJIOTHYHBIM 00pa3oM (apMareBTHUECKH
MpUeMJIEMble KaTHOHBI BKIIIOYAIOT, HO HE OrPAaHUYMBAIOTCS UMU: HATPUM, KalIui, KaJIbLIUM, aAIFOMUHUANA, TUTUH U
ammonuil. Kpome Toro, ecim onrcaHHpIe B HACTOSAIIEM JOKYMEHTE COSAMHEHUS ITOJTyJaloT B BH/IE COJH IIPHUCOE-
JUHEHUS KUCIIOTHI, CBOOOIHOE OCHOBAHNE MOXHO IOIYYHUTh IyTeM IOIIeIaduBaHIs pacTBOpa Kucioi conu. 1
HA00OPOT, €CIIM MPOAYKT MPEICTABISIET CO00M CBOOOAHOE OCHOBAHUE, JIMTUBHYIO COJIb, B YaCTHOCTH (apma-
HEBTHYECKH MPUEMIIEMYIO aJJUTUBHYIO COJIb MOKHO MOJYYHTH MPH MOMOIIM PACTBOPECHUS CBOOOJHOTO OCHO-
BaHU B IMOJXOISIIEM OPTaHHYCCKOM PacTBOPUTENC U 00pabOTKH yKa3aHHOTO PAaCTBOPA KHCIOTOM, B COOTBETCT-
BUU C OOBIYHBIMHU CIIOCOOAMU TIOYYCHUS COJIM TMPUCOCAMHEHIS KUCIOTHl U3 OCHOBHBIX coefuHeHui. Crerma-
JIMCTaM B TAHHOHM OOJIACTH TEXHHKH OyIyT MOHITHBI PAa3IHYHBIC CHHTETHUCCKUE CIIOCOOBI, KOTOPBIC MOXHO HC-
MOJIB30BATH JIJISI MTOJTyYCHHSI HETOKCUYHBIX (hapMaIleBTHICCKH MPUEMIIEMBIX COJICH MPUCOCINHCHHS.

Tepmun "BBencHue", YHOTPEOISICMBIN B HACTOSIIEM JOKYMEHTE B COYCTAHUM C TUATHOCTUYCCKUM arcH-
TOM, TaKUM Kak, HallpuMep, COCTUHCHUE, TIOMCUCHHOE U3TyJYaTelieM MO3UTPOHOB, OMTUCAHHOE B HACTOSIIIEM JI0-
KyMEHTE, 03Ha4aeT HEeMOCPEICTBCHHO BBECHIE BHYTPH WJIH HA IIEJICBYIO TKAHb WIIM BBEIEHHUE JHATHOCTHYECKO-
TO areHTa MaIMeHTY CHCTEMHO, PH 3TOM YKa3aHHBIA AWArHOCTUYECKUH areHT MPHUMEHSIOT U BU3yalH3alin
TKaHM WJIM TIATOJIOTHH, CBSI3aHHOW C TKaHBIO, HA KOTOPYIO HANpaBJICH yKa3aHHBIA areHT. "BBemeHue" KOMIO3H-
ITUF MOKHO BBITIOTHUTH TPH TIOMOIITA WHBEKINHN, HH(QY3UH WIH IIPH ITOMOIIH JIF000TO U3 ATHX CIIOCOO0B B COYe-
TaHWH C IPYTHMHU HU3BECTHBIMHU CIIOCOOaMH.

Tepmun "Kropu" (Ku) sBisieTcss enuHuIeit m3MEpeHns paanoakTUBHOCTH. | Ku oTHOCHTCS K TakoMy KO-
JIMYECTBY JIIO6OTO PaJHOAKTHBHOTO MATEpHaia, KOTOPOe OyIeT paciaiaThes co ckopoctsio 3,7 x 10" pacrmamos
B 1 c. Tepmun "mMunmuKropu" (MKu) otHocuTest k 107 Ku. CreflyeT IOHHMATh, 4TO eMHHICH M3MEPEHHS pa-
JTMOAKTUBHOCTH COTNIacHO MexayHapoaHo cucteme enuHull (cuctema equnnn CU) susercs bekkepens, pas-
HBII 0fHOMY pacragy/cexyHny. Taknm oGpasom, omue Bekkepens = 2,7 x 107! Ku.

TepMun "nmuarHoctudeckas BU3yaiau3anus' MPHU HCIOJNH30BAaHUH B HACTOSIIEM JOKYMEHTE OTHOCHUTCS K
TMPUMEHCHHUIO 3JICKTPOMATHUTHOTO M3JIYYCHHS IS MOMYyYCHHS H300paKCHUsI BHYTPCHHHUX CTPYKTYp Tella 4elo-
BEKa WITH )KUBOTHOTO C I[ETIBIO TUATHOCTUKH.



035646

Tepmun "3 dexTuBHOEC KOTUYECTBO" COCTUHEHUS IMPH UCIOJNB30BAaHUHM B HACTOSAIIEM JOKYMEHTE MpE-
CTaBISAET COOOM 3aJJaHHOE KOJMYECTBO, PACCUUTAHHOE TaK, YTOOBI HOCTHTAJNCs XelaeMblid 3ddekr, Hampumep
KOJIMYECTBO, TOCTATOYHOE /IS TOJYUCHHUS JKEIAaeMOT0 H300pakeHUs IEJIEBOTO OpraHa cyObekTa. B HEKOTOphIX
CITydasix [EeJIeBBIM OPTaHOM SIBJISIETCST MO3T.

Tepmun "6emok xauTuHrTHH" WK "6emok HTT" npu ncmosb30BaHNN B HACTOSIIEM JOKYMEHTE OTHOCUTCS
K O€JKy, 3aKOIMPOBAHHOMY I'€HOM XaHTHUHITHHA denoBeka (reH HTT), pacnionoskeHHBIM Ha KOPOTKOM (p) Tutede
xXpoMocoMbI 4 B onoxkeHuu 16.3. bonee Touno, ren 1T, s, komupytomuit 6emox HTT, pacnonoskeHn Mexay mapa-
Mu ocHoBauuit 3076407 u mapamu ocHoBaHUH 3245686 Ha XpoMocome 4.

Tepmun "arperar 6enka HTT" mpu ucronp30BaHMM B HACTOSILNEM JOKYMEHTE OTHOCHTCS K HEPAacCTBOpPHU-
MOMY BOJIOKHUCTOMY aMHJIOUY, COJICPIKAIEMy HETIPaBHUIILHO CBEPHYTHIC MoJieKybl Oeinka HTT.

Tepmun "p-amunongHple arperaTsl”’ MPH WCIIONB30BAaHUM B HACTOSIIEM JOKYMEHTE OTHOCHTCS K Hepac-
TBOPUMOMY BOJIOKHHCTOMY aMHJIOHAY, COJEpIKalleMy HETpaBIJIBHO CBEPHYTHIE MOJEKYJHI [3-aMIIOMIHOTO
Oerka.

TepmuH "BU3yanu3UpPYIOUIUI areHT" MpU UCIOJIb30BAaHUHU B HACTOSILIEM JOKYMEHTE OTHOCUTCS K COEANHE-
HUIO, OTIMCAHHOMY B HACTOSIIEM TOKYMEHTE, IOMCUCHHOMY OJHUM HJIH HECKOJIBKUMHU MTO3UTPOH-H3ITYJAOIIIMU
W30TONaMU WU paauoHykiaugamu. CoeqUHEHHE, MOMEUCHHOE U3JIyYaTesieM ITO3UTPOHOB, HEOOXOIMMO JIHIIh
000raTHTh MPUTOTHBIM U OOHAPYKCHUS H30TOIOM J0 TAKOW CTEIICHH, KOTOpas MO3BOJSICT OOHAPYKCHHUE Me-
TOJIOM, TIOJXOISIIAM JIJIs1 KOHKPETHOTO MTPUMEHECHHUS.

TepmuH "matosiormdeckuii mporecc” MpU WCIOIB30BAaHUKM B HACTOSIIEM TOKYMEHTE OTHOCHTCS K U3Me-
HEHHOMY SH/IOT€HHOMY OHOJOTHYECKOMY IPOLIECCY, KOTOPHIA MOXKET OBITH CBSI3aH C AHOMAJIBHBIM IIPOU3BOJICT-
BOM W/ (HYHKIIMOHHpOBaHUEM OenkoB, mentunoB, PHK u npyrux BemecTs, CBA3aHHBIX C TAKUM OHOJIOTHYE-
CKUM TIPOLIECCOM.

Tepmun "Busyammzarus [I9T" mpu UCIONb30BaHUN B HACTOSIIEM JOKYMEHTE OTHOCHTCS K NMPUMEHEHHIO
COCJIHCHUS, OMCUCHHOTO HM3JIyJaTelleM TO3UTPOHOB, Ui MOJIYYCHHS W300paKCHH BHYTPCHHUX CTPYKTYpP
TeJa YeIOBEKa WITH JKUBOTHOTO.

Tepmun "dapmarieBTUUecKass KOMIO3HIUA" OTHOCUTCS K KOMITO3HIIMH, COJCPIKAIICH O MEHBIICH Mepe
OJIMH BU3YAITU3UPYIOIINI areHT, ONMCAHHBIA B HACTOSIIEM JOKYMCHTE, TP 3TOM YKa3aHHAs KOMIIO3HIUS MPH-
TOJTHA ISl UCCIICIOBAHUS JUIS ONpPENeIeHHOTO 3(eKTUBHOTO pe3ynbTaTa y MIICKOMHUTAaIoNIero (HampumMep, 6e3
OTpaHHYEHU, Y YenoBeka). CrennanucTsl B TaHHOH OOJIACTH TeXHHUKH IMTOMMYT H OIICHAT METOIBI, TOIXOIIIINE
IUTS ONpEAeTICHUSI TOTO, UMEET JI KOMITO3UIIHS JKeTaeMbli 3(ppeKTUBHBINA pe3yapTaT, HA OCHOBAaHUH MTOTPEOHO-
CTEH CIEIUaINCTA.

TepMuH "TIO3UTPOH-U3TYUAIONINE PAAUOHYKIUIB" TPH HCIIOJB30BAHUH B HACTOSIIEM JIOKYMEHTE OTHO-
CUTCA K PAaAMOAKTHBHOMY H30TOITY, KOTOPBIM HPOSBIISIET KOHKPETHBIA THIT PaAHOAKTHBHOTO Pacrana, KOTOPBIN
Ha3bIBAIOT 3+ pacmaaom, MpU KOTOPOM MPOTOH BHYTPH sApa PAIUOHYKIHIA MPEBPAIIACTCS B HEHTPOH MPH BBI-
CBOOOKICHUU TMO3UTPOHA W JICKTPOHHOTO HEUTPHHO (V). HeKoTOphie MpHMEpHI MO3UTPOH-H3ITYYAIOIUX Pa-
JNIMOHYKJIUIOB BKJIIOYAIOT %0, BN, "', '*F, "Br u L. D1u PaIuOHYKIH/IBI UMEIOT TIEPUO/IbI MoTypacmaa Mmpu-
MepHo 2, 10, 20, 110 muH, 16 9 u 4,2 qHEH COOTBETCTBEHHO.

Tepmun "TomMorpadus" npu UCIOIH30BAaHUN B HACTOSIIIEM JOKYMEHTE OTHOCHTCS K CIOco0y (opmupoBa-
HUS U300pXKCHUS MO CEKIMIM. 300pakeHUsI MOXKHO PacCMaTpPUBATH IO OTICIBFHOCTH, KaK CEPUI0 TBYMEPHBIX
CpPE30B, MM COBMECTHO, KaK CTCHEPHUPOBAHHOE KOMITBIOTEPOM TPEXMEPHOE N300paKeHHE.

[pemmoskeH BU3yamu3UPYIOIIUI arcHT, coaepxanuii coequnenne Gpopmynsl (1) wm ero dapmarnesTiye-
CKHU TIPUEMIICMYIO COJIb

Ry

Z,
ILZ\ 22/ AN X
|—1_H‘ />i|—3_R1
Z, =
/QZA Y

(Rs)n O

rae X BeiOpan m3 NR,, O u S;

Y BoiOpan u3 CR, u N;

71, Z,, 73 u 74 ne3zaBucumo BeiOpansl n3 CH u N npu ycioBuH, 9T0 IO MEHbIIEH Mepe nBa u3 Z,, Z,, Z3 1
Z4 nipexacrapisitot coboit CH;

R, BEIOpaH 3 TeTepoapuiia, TeTSPOIMKIOATKCHIIIA ¥ TeTSPOIMKIOATKIIIA, KaXIbIi U3 KOTOPBIX HE0O0s3a-
TEJNBHO 3aMEIICH OJHOW WM JABYMS TPYIINIaMU, HE3aBUCHMO BHIOPAHHBIMU W3 IIHAHO, TAIOTCHA; HU3ILIETO aJTKU-
Ja, He00A3aTEIHHO 3aMEIEHHOTO aMHIHO, ATKHJIAMHUHO WM JIH(AJIKIIT)aMAHO; HU3IIETO ATKOKCH, He00sA3aTeIEHO
3aMEIICHHOTO HU3IIMM QJKOKCH; HEOOs3aTEIhHO 3aMCIICHHOTO aMWHO, TaJIOTCHAJKHUIA, JTU(aTKUI)aMHHO-
KapOOHMIIA, ATKHIIAMAHOKApOOHIIA H aMIHOKApOOHWMIIA, FITH

R, mpencraiseT coboli ¢heHn, HeoOI3aTeILHO 3aMEIICHHBIN OJHONW WM IBYMS TPYNIIAMH, HE3aBHCHMO
BBEIOpaHHBIMU M3 ITHAHO, TeTepoapuIIa, rajorena, GeHokcH, OCH3WIOKCH, TeTepoapriia; HU3IIETO aJlKwiia, HeoOs-
3aTEeNHLHO 3aMEIIEHHOTO aMHHO, (JKWI)aMUHO WM IU(QJIKHIT)aMHUHO; HU3IIETO aJIKOKCH, HE00s3aTeIhHO 3aMe-
MICHHOTO aMUHO, AH( &KW )aMIHOKapOOHMIIA, ATKHIIAMUHOKapOOHHIIA 1 aMHHOKapOOHMIIA;

L, mpencraBnsieT coboii -O- u L, mpencrasnset coooit -(CR7Rg),- wiu -(CR7Rg),-O-; nmm

-9.
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L, npeacrasusiet coboii -NR;- u L, mpencrasisier co6oit -C(O)- mwmu -(R7Rg),-; wmu

L, mpeacraiusier coboit -NR;- u L, mpencrasiset co6oit -C(O)(O)(R;Rg)-; mim

L, mpencraBnsieT coboii -NR;- u L, npencrasnseT coboit -C(O)(R7Rg),(0)-; mmu

L, mpencraBnsieT coboii -NR;- u L, npencrasnset codoii -C(O)(R7Rg)m-; vm

L, npencraBnsieT coboii -NR;- u L, npeacrasnset codoii -C(O)CR,=CRg-; nmu

L, mpencraBnset coboii -C(O)- u L, mpencrasnseT coooit -NR;; mwn

L, mpencraBnsieT coboii -(R7Rg)n- 1 L, mpencraBnseT coboii -NR;-, -C(O)- wm -O-; unu

L, orcyrcTByet u L, oTCcyTCTBYET; MIIN

L, coBmecTHO ¢ L, npencrasmnser codoit -CH=CH-, -C=C- w1 reTeponuKInicH,

L; npencrasiser coboit -CH=CH- wmu L; oTcyrcTByeT;

R, BBIOpaH U3 reTepoUKIOANKIIIA, apWia U TeTepoapuiia, KaXKIblil U3 KOTOPBIX HEOOSI3aTEIHHO 3aMEIICH
OJTHOM MJTW IBYMS TPYIIIaMH, BEIOPAHHBIMH U3

-OC(O)-Rs,

-C(O)O-Rs,

aMUHO,

raJIoTeHa,

raJIOTeHAJIKMIIA,

(ennna,

reTepoapuia,

[HaHO,

(HM3IIETo AJNKWI)THO,

(eHokcH,

(heHOKCUMeTHIIA,

TeTepOAPHIIOKCH,

TeTepOAPUIIOKCH, 3aMETIIEHHOTO HU3IITUM aJIKHIIOM,

THIPOKCHIIA,

HU3IIETO aJKSHUIIOKCH,

HUBIIETO aJIKOKCH,

HUBIIETO AJIKOKCH, 3aMEIIEHHOT0 HHU3IIUM aJKOKCH, aMHUHO-, (aJIKWAJI)aMHHO-, (JIHaIKHII)aMHHOTPYIITIOH,
TETEePOIUKIOATKIIOM, TETEPOAPHIIOM HITH TaJIOTCHOM,

HHU3IIETO alKuia u

HU3IIETO allKWja, 3aMCIICHHOTO aMUHO, (aJIKMI)aMUHO, (IHATIKUI)aMAHO, THAPOKCHIOM HIH HU3IIMM ajl-
KOKCH;

R; BBIOpaH U3 BOJOPO/Ia M HU3IIETO ANKHJIA;

R, BEIOpaH U3 BOIOpOAa, TAIOTEHA, IIMAHO M HU3IIETO aJKHIIa;

R5 BBIOpaH W3 HU3IIETO aTKWiIa, HU3IIETO AJTKOKCH W TaJIOTCHA;

R¢ ipencraBisier co00 HU3IIHI aTKuT,

R; BEIOpaH u3 BoIOpOAa, THIPOKCHIIA, TPU(TOPMETHIIA U HU3IIETO AJIKHJIA;

Rg BEIOpaH U3 BOIOpOAa U HU3IIETO ANIKHJIA;

n npeacTasisieT coboit 0 win 1 u

m npeacTapiset coboi 0, 1 wm 2;

IIpH 3TOM yKa3aHHOe coemuHenue Gopmyisl (1) wim ero gapmaneBTHYSCKU MpHeMiIeMas COJIb TOMCYCHBI
OJTHUM WM 00JIee TIO3UTPOH-U3TYIAOIIUMH PaTUOHYKITAIAMH.

[pemnoskeH BU3yaTH3UPYIOMIUI arcHT, coaepxaniuii coequnenne ¢popmynsl (1) wm ero dapmanesTiye-
CKHU TPUEMIICMYIO COJIb

Ry

rae X BeiOpan m3 NR,, O u S;

Y BoiOpan u3 CR, u N;

71, Z,, 73 u 74 ne3zaBucumo BeiOpansl n3 CH u N npu yciioBuH, 9TO IO MEHBIIEH Mepe nBa u3 Z,, Z,, Z3 1
Z, npeactaBisiroT coboit CH;

R, BBIOpaH U3 reTepoapuiia U TeTEPOIMKIOATKIIIA, KaX /bl U3 KOTOPHIX HE0OA3aTEIBFHO 3aMEIICH OJTHOM
WIH JBYMS TPYIIIaMH, HE3aBUCHUMO BBIOPAHHBIMH U3 I[MAHO, TaJIOTCHA; HU3IIETO ajKWia, HHU3IICTO AIKOKCH,
HEOo0s13aTeTbHO 3aMEIIICHHOTO HU3IINM ATKOKCH; HEO0S3aTeIbHO 3aMEIICHHOTO aMHHO ¥ aMUHOKapOOHWMIIA, FITH

R, mpencrarnser coboii GpeHmt, HeoOsI3aTEIHPHO 3aMEIICHHBIN OJHOW WM JBYMS TPYIIIAMH, HE3aBHCHMO
BBIOpaHHBIMH W3 IMAHO, TAJIOTeHA, HU3IIETO alKWJja, HeoOsI3aTeIbHO 3aMEIICeHHOTO aMHUHO, (aJIKWI)aMHUHO FITH
TV (QJTKHJT ) aMIHO; HU3IIETO aIKOKCH, HE00sA3aTeIhHO 3aMEIEHHOTO0 aMUHO W aMUHOKapOOHMIIA;

L, mpencraBnsieT coboii -O- u L, mpencrasnset coooit -(CR;Rg),- wiu -(CR7Rg),-O-; nmm

-10 -
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L, npeacrasusiet coboii -NR;- u L, mpencrasisier co6oit -C(O)- mwmu -(R7Rg),-; wmu

L, npeacrasnsier coboii -(R;Rg)- 1 L, mpencrapnset coboit -NR3-, -C(O)- wiu -O-; win

L, orcyrcTByet u L, oTcyTCTBYET; TN

L, coBmectHO ¢ L, mpeacrasnser coboii -CH=CH-, -C=C-, w1y reTeponuKInicH;

R, BBIOpaH M3 TETEPONMKIIOANKIIIA, apWiia U TeTepoapmiia, KK U3 KOTOPBIX HEOOS3aTeIbHO 3aMelleH
OJIHOM wii AByMsI TpymmamMu, BeiopaHHbIMU 13 -OC(O)-Re, THAPOKCHITA, HUA3IIETO ATKEHUIOKCH, HU3IIETO all-
KOKCH, HH3IICrO aJKOKCH, 3aMCIICHHOTO HU3IIUM aJKOKCH, aMUHO, (QJIKWI)aMUHO, (IMAIKWII)aMHHO, TETEpPO-
[UKJIOAKHIOM WU TaJOTCHOM, HH3IIETrO alKWia, M HU3IICTO alKKia, 3aMEIICHHOTO aMUHO, (&JIKII)aMUHO,
(IMaNKWIT)aMUHO, TUAPOKCHIOM WITH HA3IIUM aTKOKCH;

R; BBIOpaH U3 BOJOPO/Ia M HU3IIETO ANKHIIA,

R4 BBIOpaH U3 BOIOPO/IA, TAJIOTEHA, ITHAHO W HU3IIETO alIKUIIA;

R5 BBIOpaH W3 HU3IIETO aTKWjIa, HU3IIETO AJIKOKCH M TaJIOTCHA;

R¢ ipencraBisier coO0i HU3IINIA aTKuIT,;

R; BEIOpaH u3 BoIOpoAa, THIPOKCHIIA, TPU(TOPMETHIIA U HU3IIETO AJIKHJIIA;

Rg BEIOpaH U3 BOIOpOAa U HU3IIETO ANIKHJIA;

n npeacTapisieT coboit 0 win 1 u

m npeacTasiser coboit 0, 1 wm 2;

IIpH 3TOM yKa3aHHOe coemuHenue Gopmyisl (1) wim ero gapmaneBTHYECKU MpHeMiIeMas COJIb TOMCYCHBI
OJTHUM WM 00JIee TIO3UTPOH-U3TYIAOIIUMHE PaTUOHYKITAIAMH.

CornacHO HEKOTOPBIM BapHaHTaM pealli3alliy HACTOSIIEro n300peTenus X mpeacrasisietr codou O.

CornacHO HEKOTOPBIM BapHaHTaM pealii3alliy HACTOSIIET0 H300peTeHus X MpeacTaBiseT cooi S.

CornacHO HEKOTOPBIM BapHaHTaM pealli3alliy HACTOSIIEro n300peTeHus X mpeacrasisier cooor NRy.

CornacHO HEKOTOPBIM BapHaHTaM pealli3alliy HaCTOSIIEro n3oopetenus Y npeacrasisiet coboit CRy.

COrIacHO HEKOTOPHIM BAPHAHTAM PEaTH3allMM HACTOSIIEro m3obpererns R* mpexcrasmsier coGoii Boxo-
pox. COrIacHO HEKOTOPBIM BAPHAHTAM PeaH3aliii HACTOSIIEro m3o0perenmst R* mpencrasisier coboii rasore.
COracHO HEKOTOPHIM BapHAHTAM pealM3allii HacTosmero m3obperenns R mpexcrasmser coboit 6pom. Co-
[JIACHO HEKOTOPBIM BAPHAHTAM pealH3allii HACTOsIIEro n3o0perernns R* mpencrasmser co6oii mmano. Cormac-
HO HEKOTODPBIM BAPHAHTAM PEalM3aliH HacTosmero n3obpererns R mpencrasmser coGoii Husmmit ankmn. Co-
IJIACHO HEKOTOPBIM BAPHAHTAM PealM3aIlii HacTosIIero n3obperenns R* mpencrasisier co6oii MeTHIL.

CornacHO HEKOTOPBIM BapHaHTaM pPealli3alliy HACTOSIIETo n300peTeHus Y mpeacrasisier codor N.

CornacHO HEKOTOPHIM BapHaHTaM pEalU3allUi HACTOSIIECTO M300peTeHus Z,, Z,, Z3 u Z, IPEACTABISIOT
coboii CH.

CornacHO HEKOTOPBIM BapUaHTaM pealiu3allii HACTOSAIICTO U300peTeHus Z| MpeacTaBiseT cooor N u Z,,
Z3u Z4 npenctaBiisitor coboit CH.

CoryiacHO HEKOTOPBIM BapHaHTaM peau3alliy HACTOSIIEro n300peTeHus Z, npeacrasisier codot N u Z,,
75 u Z, npeacraistor coboit CH.

CorylacHO HEKOTOPBIM BapHaHTaM peau3alliil HACTOSIIETO H300peTeHus Z, U Z4 MPEACTaBIIOT co0oit N
u Z, u Z; npenctanisiioT coboit CH.

CorylacHO HEKOTOPBIM BapWaHTaM peaM3allii HACTOSAIIETO m300peTeHus R; BbIOpaH u3 (eHwuia, mupu-
JUH-2-WIa, THPUAWH-3-Wja, TUPUANH-3-wi-1-okcuaa, mupuanH-4-una, |H-mupazon-4-wuna, mnmpasuH-2-mna,
MUpUJIA3UH-3-WIa, MUpHUAa3uH-4-uaa, NUPUMHUAWH-4-WiIa, TUPUMHUIUH-5-una, 2,3-Turuaponvupuaa3u-3-oH-6-
una, 1,2-auruaponupuanH-2-oH-5-una,  1,2-puruaponupasus-2-oH-5-una,  1,3-tnaszon-5-uma,  5,6,7,8-
terparuapo-1,7-nadptupuaun-7-una, 1H-umunpazon-1-uma, 1-Oenzodypan-2-una, 1-Genzodypan-5-mma, 2,3-
quruapo-1-6enzodypan-2-mia, xunonon-2-una u SH,6H,7H,8H-umunazo[ 1,2-a]nupa3un-7-mia, KaxIslid U KO-
TOPBIX HEOOS3aTEEHO 3aMEIICH OJTHOW WM JBYMS TPYIIIAMH, HE3aBUCHMO BBIOPAHHBIMH H3 TaJIOTEHA, HU3IIETO
QJIKWJIa, HU3IIETO aTKOKCH U HeoO0s3aTeIbHO 3aMEIICHHOTO aMUHO.

CorylacHO HEKOTOPBIM BapHaHTaM peaji3allii HacTOosIIero n3oopereHus R npeacrasiser coboit

rae W BbiOpan u3 CH, N u N(O);

g =\ R
<
p BeIOpan u3 0, 1 1 2;

B KaXJ0M ciydae Ry He3aBUCHMMO BBIOpaH M3 IIMAHO, TaJlOTeHa, HU3IIIETO aJKWIIa, HU3IIETO TaJoreHAIKIIA,
HU3IIETO aJIKWIIIa, 3aMeleHHOTo -NR (R, HM3muM ankokcu, -C(O)NRoR; 1 -NR (R ;

Ry BEIOpaH U3 BOJOPO/Ia ¥ HHU3ILIETO aJTKUIIA;

R, BEIOpaH u3 Bogoposa, Husmiero ankmwia u -C(O)R, u

Ry, BEIOpaH U3 BOJOPO/Ia M HU3IIETO aJTKHUIIA.

CornacHO HEKOTOPBIM BapHaHTaM pealiu3alliy HACTOSIIETO H300pETCHUS

W Be1Opan u3 CH u N;

p BeIOpan u3 0, 1 1 2;

B KaxaoM ciydae Ro He3aBHCHMO BbIOpaH W3 I[MAHO, TAJOT€HA, HU3IIETO aKWa, HU3IIETO aKOKCH,
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-C(O)NRoR; u -NR R y;

Ry BEIOpaH U3 BOJOPO/Ia ¥ HHU3ILIETO aJTKUIIA;

R, BBIOpan u3 Bogopona, Husmiero ankuia u -C(O)R, u

Ry, BEIOpaH U3 BOJOPOIa M HU3ILIETO AJIKHIIA.

CorJlacHO HEKOTOPBIM BapHaHTaM peall3allii HacTosmero n3ooperenus W npencrasisiet coboit CH. Co-
TJIACHO HEKOTOPHIM BapHaHTaM peaiu3aliy Hacrosmero nzooperenus W mpencrasiser coboir N. CormacHo
HEKOTOPBIM BapHaHTaM peaIM3aIMK HACTOSIIETO n3o0peTeHust W npencrasiser codoit N(O).

CoriacHO HEKOTOPBIM BapHaHTaM peaji3allii HacTOSIIEer0 N300peTeHUs p TIpecTaBiseT coooit 0.

CornacHO HEKOTOPBIM BapHaHTaM pPealli3allii HACTOSIIETO U300PETEHUS P MPEACTABISACT co00it 1.

CornacHO HEKOTOPBIM BapHaHTaM PEaH3aldy HACTOSIIEro nu300peTeHus Ry BEIOpaH W3 IIMaHO, rajoreHa,
METHJIA ¥ METOKCH.

CoriacHO HEKOTOPHIM BapHaHTaM peaji3alii HacTosmIero n3o0pereHus R, mpeacrariser coooit

i< =\§=

W,—NH

rae W; u W, BeiOpans! u3 CH u N npu yciioBuH, 4TO 10 MeHbIeH Mepe onuH u3 W u W, mpeacTaBiseT
coboii CH;

pBeiOpan 3 0, l 2

B KaXkJIoM cirydae Ry HezaBHcHMMO BBIOpaH m3 HU3MIETo aikmia. COraacHO HEKOTOPHIM BapHaHTaM peald-
3ammy HacTosimero m3o0perenms R' npexacrapmsier co6oit 1 H-mmpason-4-wi, HeoGsM3aTenbHO 3aMEICHHBINA HI3-
[IIAM QJTKAJIOM.

CornacHO HEKOTOPBIM BapHaHTaM pean3alliil HaCTosIIero n3odpereHus L, npencrasnset co6oit -O- u L,
npeacrasisieT coboit -(CR7Rg),,- wiu -(CR;Rg),-O-. CornacHo HEKOTOPBIM BapHaHTaM peau3alliy HACTOSIIETO
u3o0perenus L, mpencrasnser coboii -O- u L, npencrasiser coboit -(CR;7Rg) .

CornacHO HEKOTOPHIM BapHaHTaM pealn3alliy HAcTOsIIEero n3odperenus L, npeacrasisier coboit -O-, L,
npezacrasisieT coboit -(CR7Rg),- mmm -(CR4Rg),,-O- u R, mpeacrarnser coboii dheHww, MUpUIUH-2-11, TUPUIHH-
3-un, nupa3uH-2-wi, nupuUMUAnH-5-wi, 1H-umunazon-4-un, 1H-umuaazon-2-un unu 1H-nupazon-4-m, kaxxapii
13 KOTOPBIX HEOOs3aTEeIbHO 3aMEIIeH OJHOW UM ABYMS TPYIIIaMH, HE3aBUCHUMO BBIOPaHHBIMHU W3 HHU3IIETO all-
KWJa, THAPOKCHIA, HHU3IIETO AajJKOKCH, HHU3IIET0 AJKOKCH, 3aMEUNICHHOTO aMHUHO-, (aJKWiI)aMHHO-, (Auai-
KAJ)aMHAHOTPYIIIION MIIM HU3IIAM aJIKOKCH, HU3IIETO aJKHWiIa W HU3IIETO aJKWja, 3aMEIIEHHOTO THIAPOKCIIIOM,
HU3IIUM aJIKOKCH, aMUHO, (QJIKFJT)aMHUHO WITH (JHAITKHI )aMHHO.

CorylacHO HEKOTOPHIM BapHaHTaM pealln3alliy HACTOAIIETo n300peTenns L, mpeacrasuser coboit -O-, L,
npencraisieT coboit -(CR7Rg),,- 1 R, mpencraBnseT coboii GheHm, MUpUINH-2-HI, TAPUIUH-3 -1, THPa3uH-2-
Wi, TUpUMUINH-5-ui, 1H-umunazon-4-un, 1H-umunazon-2-un winu 1H-nupazon-4-umi, Kaxaplii U3 KOTOPBIX He-
00s13aTeNIFHO 3aMEIICH OJHOW WM IBYMSI TPYIIIAMH, HE3aBHCUMO BEIOPAHHBIMHU U3 HU3IICTO aJIKWIIA, TUIPOKCH-
JIa; HU3IIETO aJIKOKCH, HU3IIETO alTKOKCH, 3aMEIIICHHOTO aMUHO-, (JKHII)aMHUHO-, (THAJIKHI)aMUHOTPYIIIONH HTH
HU3IIAM AJTKOKCH, HU3IIIETO ANKHUIa ¥ HU3IICTO alIKMIa, 3aMEIICHHOTO THIPOKCUIOM, HA3IINM aJTKOKCH, aMUHO,
(anKwT)aMIHO WK (IMAJIKHIT)aMHHO.

CorylacHO HEKOTOPBIM BapHaHTaM pealn3alliuy HacTosIero n3odperenns L, mpeacrasmser coboii -NR;- u
L, npencrasmsier co6oii -C(O)- mnm -(R;Rg),-. CorytacHo HEKOTOPBIM BapuaHTaM pealli3aliy HACTOSIIIET0 H30-
Operenust L; mpeacrapnser coboit -NR3- u L, npeacrasnser cob6oit -C(O)-. CornmacHO HEKOTOPHIM BapHaHTaM
peaM3aNun HACTOSIIEro m300peTernns R’ mpeacraBmser co6oii BOTOPOL.

CorylacHO HEKOTOPBIM BapHaHTaM peaJIn3allid HACTOsIIEero n3oopereHus L, mpeacrasnser coboit -NRs-,
L, npenctasmsier coboit -C(O)- numn -(R;Rg),- 1 R, mpencrasnseT coboit GpeHmt, mMupuIuH-3-1I1 WK THPa3HH-2-
WII, KQXKIBIH 13 KOTOPBIX HE00A3aTEIFHO 3aMEIICH HU3IINUM aJKUIIOM, THUAPOKCHIOM WIIH HU3IIUM aJTKOKCH.

CornacHO HEKOTOPBIM BapHaHTaM peaM3allid HACTOAIIETO M300peTeHus L, mpeacraisier coboii -NRj-,
L, mpencrasnset coboit -C(O)- mwm -(R7Rg),- 1 R, mpencrapnser coboii GpeHwmt, mupuanH-3-1w1 Wi THpa3uH-2-
WII, KQXKIBIH 13 KOTOPBIX HE00A3aTENFHO 3aMEIICH HU3IINM aJTKOKCH.

CornacHO HEKOTOPBIM BapHaHTaM pealH3allid HACTOAIIETO M300peTeHus L, mpeacrasisier coboii -NRj-,
L, npencrasnsier coboii -C(O)- u R, npeacrapnsietr coboit GeHnI, MUPUANH-3-1IT WK THPa3UH-2-UJ1, KAXKIBIH U3
KOTOPBIX HEOOS3aTEIbHO 3aMEIICH HU3IINM aJIKOKCH.

CorylacHO HEKOTOPBIM BapHaHTaM pealn3allud HacTosImero n3odperenns L, mpeacrasnser coboii -NRs- u
L, mpeacraBnser coboii -(R;Rg),-, TIe m npeacrapnseT coboii 1.

COrIacHO HEKOTOPBIM BaPHAHTAM PEalM3aIlii HACTOSIIEro M300peTeHus R° mpexcrasiser coboil BOIO-
pox.

CornacHO HEKOTOPBIM BapHaHTaM pean3alliyl HacTosIIero u3oopereHus L, npeacrasnser coboit -NR;- u
L, npencrasnsier codoit -(R7Rg),,-, Tie m npencrasmnsier coboi 1 n R, npeacraBnsier coboit ¢penni nimm Gpenu,
3aMEIICHHBIA HI3IIUM aJTKOKCH.

CornacHO HEKOTOPBIM BapHaHTaM pean3alliil HacTOsIIero n3o0pereHus Ly npeacrasnser coboit -NR;- u
L, npencrasnser coboit -(R;Rg)n-, Tae m mpencrapnset coboii 0.

COrIacHO HEKOTOPHIM BAPHAHTAM PeaNM3allii HACTOAIIEro M300peTeHus R’ mpemcrapmiser coboil BOIO-
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pox.

CornacHO HEKOTOPBIM BapHaHTaM peaM3alliy HacTosIIero u3ooperenus L, npencrasiser coboit -NRj-,
L, mpencraBnser coboiti -(R;Rg),-, Tme m mpencraBmsier coboit 0, m R, mpexacraBuseT coOoi
[1,2,4]rpuazomno[4,3-a]mupuanH-3-1ui, TUPUMUATAH-4-WIT WA TUPUMUATUH-2-WII, KOKIBIH U3 KOTOPHIX Heobs3a-
TEJEHO 3aMEIICH HU3IINUM aJTKOKCH.

CornacHO HEKOTOPBIM BapHaHTaM pealn3alliy HacTosAImero n3odperenns L, orcyrcTByet u L, oTcyTCTBY-
eT.

CornacHO HEKOTOPBIM BapHaHTaM pealn3alliy HacTosmero u3obperenus L, orcyrerByert, L, oTcyTcTBYeT
u R, npencrasnsier coboi deHmI, MTUPUMUANH-2-MII, TUPUAAZHH-3-WII, TUpa3uH-2-1i, nunepasud-1-nm, 1H-
nupa3on-4-u, 1,2,3,4-TeTparujpou30XuHoONuH- 1 -00-2-un1,  2,3-guruapo-1H-uzonnnon-1-ox-2-uiu, 1,2-
JUTHIPOU30XUHONNH-1-0H-2-nn i SH,6H,7H-tmppomno([3,4-b|nupuaun-7-0H-2-1i1, KK U3 KOTOPBIX He-
00s3aTeNFHO 3aMEIeH OJHOW WU JTBYMS TPYIIAMH, HE3aBHCUMO BBIOPAHHBIMH U3 5-METOKCHITUPHMUIMH-2-
WA, THAPOKCHIA U HU3IICTO aJTKOKCH.

CornacHO HEKOTOPHIM BapHaHTaM peali3aluy HacTosmero n3ooperenus L, coBmectHo ¢ L, npencrasis-
et coboit -CH=CH- nnn -C=C-.

CornacHO HEKOTOPBIM BapHaHTaM peaM3aliy HacTosIero n3oodperenus L, coBmectHo ¢ L, mpeacrasmus-
et co6oii -CH=CH- mim -C=C- u R, npeacrasnser coboit HeHMIT WM MUPUANH-3-1I1, KQXKIBIH 13 KOTOPBIX He-
00s13aTeNIFHO 3aMEIIECH OJTHOW WM ABYMS TPYIIIaMHU, HE3aBUCHMO BHIOPAHHBIMH W3 THIPOKCUIIA W HHU3IIETO aJi-
KOKCH.

CoracHO HEKOTOPHIM BapHaHTaM peali3aluy HacTosmero n3ooperenus L, coBmectHo ¢ L, npencrasis-
eT coboit rerepormkiiieH. CorracHO HEKOTOPHIM BapHaHTaM peajii3aliy HaCTOSMMIero n3oopereHus L, copme-
cTHO ¢ L, mpencrasnser cobot mumepasuH-1,4-muu.

CornacHO HEKOTOPEIM BapHaHTaM pealii3alliy HacTosIero n3ooperenus L, coBmectHo ¢ L, mpencrasmuser
coboii rereponMkiIniIeH U R, mpeacraBiser coboit MupHIUH-2-WI, HEO0OS3aTENHLHO 3aMEIICHHbBI OJHOW WU
IBYMS TPYIIAMH, HE3aBUCUMO BBHIOPAHHBIMH M3 THAPOKCHIIA U HU3IIETO AKOKCH. COTIIacHO HEKOTOPHIM BapH-
aHTaM peaju3alui HacTosIero n3obpererus L, coBmecTHo ¢ L, mpencraBisieT coOol mumnepasus-1,4-aumn u
R, mpencraBnseT coO0¥ MUPUMHIMH-2-WIT, HEOOA3aTEIFHO 3aMEIICHHBIN OJTHON MM ABYMS TPYIIIIaMH, HE3aBU-
CHUMO BBIOPaHHBIMH W3 THIPOKCUIIA ¥ HU3IIETO ATKOKCH.

CornacHO HEKOTOPBIM BapHaHTaM pealH3allid HacTosmero wuzobOperenust L, mpeacraBmsier coboid
-(R7Rg)- 1 L, mpencraBnsieT cob6oit -NR;-, -C(O)- mnu -O-.

CornacHO HEKOTOPBIM BapHaHTaM pealH3allid HacTosimero wuzobOperenust L, mpeacraBmsier coboid
-(R7Rg)im-, L, mpencraBmsier coboii -NR;- u R, mpencrapnser coOoi MUPUINH-2-HT WIA THPUIUH-2-11, HEOOS-
3aTeIbHO 3aMEIICHHBIA HI3IINM aJTKOKCH.

CorylacHO HEKOTOPBIM BapHaHTaM peai3allii HAaCTOAIIETO N300peTeHU m TpeacTaBiseT cooor 1 u R; u
Rg B Kax70M cirydae mpeacTaBisitoT co00i BOJOPO/I.

CorylacHO HEKOTOPBIM BapHaHTaM peai3allii HACTOAIIETO N300pEeTEeHU m TpeacTaBiseT cooor 2 u R, u
Rg B Kax70M ciTydae mpeacTaBistoT co00i BOJOPO/I.

CorylacHO HEKOTOPHIM BapHaHTaM pEAM3AlMH HACTOSAIIETO M300peTeHHsT m mpeacTaBiseT coboi 1, R,
Ipe/ICTaBIsIeT cOOOH TUIAPOKCHII, TPUPTOPMETHIT MM HU3LINK alKuil U Rg mpeacTasisieT coboii BOIOPOI.

CornacHO HEKOTOPHIM BapHaHTaM peaM3aldy HaCTOSIIEr0 U300peTeH s M NPeICTaBIsIeT co00i 2, ouH
R; mpexncraBnsier codoi THAPOKCHI, TPUPTOPMETHIT MM HU3LIMK alKui U Ipyrod R, m xaxnerid Rg npencras-
JSIOT OO0 BOJOPO/I.

Taxoke onncano coenuHenue popmyisl (1), BBIOpanHOE U3

tper-Oytun 4-[2-(mapunus-3-mn)-1,3-6er30kcazon-5-wi|nunepasns- 1 -kapookcunara;

4-meroxcu-N-| 2-(mupuaun-3-ui)-1,3-6eHzokcazon-5-ui|beHzamMua;

4-meroxcu-N-| 2-(mupuaus-4-mn)-1,3-6eH30Kca30m-5-mw1|6eH3amu 1,
N-[(4-meTokcudpenun)merun |-2-(mupuann-3-mwi)- 1,3-6eH30kca3on-5-amuHa,
2-(3-6pomrupuann-4-un)-6-[2-(Mophomu-4-un)arokcu]-1,3-6ensornasona;
5-merokcu-N-| 2-(3-metundennn)-1,3-0eH30KCa30/1-5-11 | mupuIHH-2-KapOoKcaMuaa,
6-Merokcu-N-| 2-(3-metundennn)-1,3-0eH30Kca30/1-5-11 | mupuIHH-3-KapOoKkcaMuaa,
2-merokcu-N-[ 2-(3-mermnenin)- 1,3-6eH30kca3om-5-mi | nupumu ans-5-kapObokcamuaa;
5-meroxcu-N-| 2-(3-mermwndenmn)-1,3-0eH30kca30i1-5-m1 | mupazuH-2-kapOokcamuaa;
4-merokcu-N-[2-(3-metundennn)-[ 1,3]okcazono[ 5,4-b|nupuaus-6-ui| GeHzamMuaa;
5-(4-meroxcudpennn )-2-(mupuaus-3-un)-1,3-0eH3okcazona;
N-(4-vetoxcubenmn)-2-(nupuaun-3-imw)-1,3-0eH30Kkca301-5-aMruHa;
2-(mupuaun-3-un)-N-{[1,2,4|rpuaszono|4,3-a|mupuans-3-ui} - 1,3-0eH30KCa30.1-5-aMHHa;

2-(nmupuauH-3-un)-N-(mapumu giaH-4-un)- 1, 3-6eH30Kca30-5-aMuHa;
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2-(nupuaun-3-un)-N-(mapumu gius-2-un)- 1, 3-6eH30Kkca3on-5-amuHa;
5-(5-MeToxcunupuaAnE-2-u)-2-(mupuanH-3-m1)-1,3-6eH30kcazona;
5-(2-MeTOKCHIIMPUMHAUH-5-11)-2-(upuauH-3-u)-1,3-06eH3okcasona;
5-(5-MeTOKCHIMPUMHIUH-2-11)-2-(TUpHIHH-3-11)-1,3-0eH30Kca301a;
5-(6-MeTOKCHIIPHUAAZHH-3-11)-2- (MU puanH-3-11)- 1,3-0eH30Kkcasona;
5-(5-meroxkcunupazun-2-mi)-2-(mapuaun-3-ui)-1,3-6eHzokcazona;

1-metmn-4-| 5-(mupumuaus-5-miverokcn)- 1 -6enszody pan-2-mi| -1 H-nupazon-3-
xapOoHUTpUIA,

4-[ 5-(mupUMHUIUH-5-UIMETOKCH )-1 -OeH30(y pan-2 -1 |mupuanH-3-KapOOHUTPHIIA,

4-{5-| (5-MeTOKCUNTUPUTUH-2-UIT)METOKCH |- 1-OeH30(y paH-2-11 } IUpUAUH-3-KapOOHUTPHIIA,
4-{5-[(5-meToxcunupuauH-2-nI)MeToKCH |-1-OeH30bypaH-2-11 | THPHANHA,

4-{5-| (1-meTmn-1H-umunazon-4-un)MeTokcu |- 1 -6eH30 0y paH-2-1i } T puaAnH-3-
KapOOHHUTpHIIA,

4-{5-[(1-meTmn- 1 H-umMu a301-2-u1)MeTOKCH |- 1 -6eH30(hy paH-2-11 } MU pUAdH-3-
KapOOHUTPUINA,

5-Merokcu-2-| 2-(mupuaus-3-mi)-1,3-6en3okcazon-5-un|-2,3-auruapo-1 H-u3onuao-1-oHa;
3-{6-|(£)-2-(4-meroxcudenun)srenmi|-| 1,3|okcazono| 5,4-b |mupuauH-2-1n } MUPHIUHA,
4-[5-(mupu auH-3-unokcu)- 1-6enszody pan-2-ui | mupuauH-3 -KapOOHUTPUIIA,

6-MeToKCH-2-[ 2-(mupuaun-3-mui)-1,3-0en3okcazon-5-un|-1,2,3,4-reTparu [poOU30XMHOIMH- 1 -
OHa;

mumetn({3-|4-({[2-(mupuanH-3-mm)-1,3-0eH3okcazon-5-

WJT| OKCH } METHIT)(DEHOKCH | IPOTIHIT } JAMUHA,;

5-[(1-merun-1 H-nupaszon-4-un)mMerokcu|-2-(mupuaus-3-ui)-1,3-6enzokcazona;
5-[(4-meTokcudenmn)merokcu |-2-(mupuann-3-ui)-1,3-6eH30Kkcazona,;
5-[(3-meTokcupenmn)MerokcH |-2-(mupuann-3-ui)-1,3-6eH30kcazona,;
5-[(5-MeTOKCHITUPHIHH-2-UT)METOKCH |-2-(mupu auH-3-11)-1,3-6eH30Kkcazona;
2-(nupuauu-3-un)-5-(nupuaunH-3-uameroxcu)-1,3-6en3okcazona;
5-{5H,6H-umunazo|2,1-b|| 1,3 | tnazon-3-unmerokcu } -2-(mapuauH-3-mmn)-1,3-06eH30kcaszona;
1-(mupuann-2-un)-2-| 2-(mupuaus-3-un)-1,3-0en3okcazon-5-unsras-1-oma;
1-(mupuann-2-un)-2-| 2-(mupuauH-3-un)-1,3-0eH3okcazon-5-un|sras-1-oHa,
6-MeTOKCH-2-[2-(mupuaus-3-mi)- 1,3-0eH30Kkca3o-5-m|-1,2-1uru ApOH30XHHOIUH- 1 -0HAa,
2-(mupuaun-3-un)-N-[2,2,2-rpudrop-1-(4-merokcudennn)atun]-[ 1,3]okcazomnol[5,4-

b|nupunuH-6-aMuHa;
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3-{6-|2-(4-meroxcudennn)srunmil-| 1,3 |okcazono| 5,4-b | mupHIMH-2-11 } TUPUANHA,
3-{6-[(2)-2-(4-meToxcupenun)arenun|-| 1,3]okcazomnol| 5,4-b |nupuaun-2-1n } MAPUIHHA,
5-merokcu-2-| 2-(mupuaus-3-wi)-| 1,3 |okcazono| 5,4-b | mupuann-6-un|-2,3-muruapo- 1 H-
HM30MH0M-1-0Ha;

5-[(5-meroxcunupasus-2-wi)Merokcu| - 2-(mupuaus-3-mn)- 1,3-0enszoxcasona;

3-MeToKCH-6-| 2-(mupuaun-3-un)-1,3-6ensokcazon-5-un|-SH,6 H,7 H-nuppoino| 3,4-blnupuann-
7-oHa,

2-(nu puanH-3-11)-6-(IM pUAMH-3 -HIMETOKCH )- 1, 3-Oe H30KCa301a;
3-{6-[2-(mupuxun-3-un)stuaun|-[ 1,3]oxcazomno[ 5,4-b |y puanH-2-11 } THPUAHHA,
5-{[(5-MeTOKCHITUPH TIH-2-1T)OKCH | METH } -2-(MTUpu IiH-3-1)- 1, 3-0eH30Kca3oma;
4-[5-(mupuauH-3-UIMeTOKCH)- 1 -OeH30(y paH-2-1 |THpH IHH-3-KapOOHUTPUIIA,
4-{5-[(1-meTmn-1H-nupazon-4-ua)MeTokcH |- 1-6enzody paH-2-ui } mupuarH-3-KapOOHUTPHIIA,
3-| 5-(nupuaus-3-uameTokcn)- 1 -6eH300y pas-2-wi |mupuanH-4-kapOoHUTpIIIA,
3-{5-[(1-merun-1H-nupazon-4-un)MeTokcu |- 1 -6eH30hy paH-2-i1 } M puanH-4-KapOOHUTPUIA,
3-{6-|1-(5-meroxcunupuauH-2-mwia)3Tokcu|-| 1,3]oxcazomno|5,4-b |nupuann-2-ui} MUpUIUHA,
4-{5-[(5-meroxcunupazus-2-un)merokcu|- 1 -6enzodypan-2-un} mupuauH-3-kapOOHUTPUNIA;
6-({[2-(mupuaun-3-un)-1,3-0eH30KCa30/1-5-1I | OKCH } METHIT)TUPH IUH-3-0714,
5-{[5-(mpom-2-eH- 1 -UI0KCH ) TUPA3HH-2-H1 | METOKCH } -2-(mupuauH-3-1i)- 1, 3-0eH30Kkcazona;
5-({[2-(mupuauH-3-un)-1,3-0eH30KCa30/1-5-11 | OKCH } METHT)- 1,2- MK APOTTHpa3HH-2-0Ha,
1-metin-5-({[ 2-(mupuaun-3-mn)-1,3-0eH30KCca30.1-5-1i1 | OKCH } METHIT)-1,2- AUTH APOTIH a3 H-2-
OHa;

5-|4-(5-MeTokCunupUMH JUH-2-HT)TUNepasuH- 1 -ui|-2-(mupuann-3-un)- 1,3-6en3okcazona;
3-{6-[(5-meroxcunupuanH-2-mi)Merokcu|-| 1,3]okcazono|3,4-b |nupu TuH-2-11 } THPHIUHA,;
5-(1-merun-1H-mmpaszon-4-wr)-2-(muapuaus-3-mw)- 1, 3-6eH3okcazona;

3-{6-[ (6-meroxcunupuanH-3-mwi)merokcu|-| 1,3]okcazono|5,4-b |nupu iuH-2-1 } THPHIVHA,
5-[(5-MeToKCHTTHPHANH-2-HT)METOKCH |-2-(mupu 1uH-4-1)-1,3-06eH30Kcazona;
[(3-{5-[(5-meToxcunupu nuH-2-un)meTokcu| - 1,3-6enzoxcazon-2-

Wi} (heHUIT)METH | JTUMETHIAMUHA,

5-[(5-meToxcunupuanH-2-u1)MeTokcH |-2-(1-merun- 1 H-mupa3zon-4-un)-1,3-6eH3okcazona;
5-[(5-MeToKCUITHPHANH-2-1T)METOKCH |-2-(tpa3us-2-m)-1,3-0eHzoxcasona;
5-[(5-meToxcunupuanH-2-U1)METOKCH |-2-(1-Mertununepuaus-4-mn)-1,3-6enzokcasona;
5-[(5-merokcunupuanH-2-um)Merokcu |-2-(1,3-tuazon-5-ui)-1,3-6en3okcasona;

5-| 2-(mupuAnuH-2-MITOKCH)3TOKCH | -2-(MTUpH AHH-3-11)-1,3-6eH30Kcazona;
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4-[5-(1H-mnpason-4-unmerokcn)- 1 -6ea3ody pas-2-mun | nupu AuH-3-KapOOHHTPIIIA;
3-{[(2-{5H,6H-umunaz0[2,1-b][1,3]tuazon-3-un}-1-6enzodypan-5-

WJT)OKCH | METHUI } TUPUANHA;

2-(3-dpropaseruaun-1-mn)-5-[(5-MeTOKCHIMPHANH-2-NT)MeTOKCH] - 1,3-6eH30KCca3ona;
2-{3H,4H 5H,6H 7H-umunaso|4,5-c|mupuaus-5-ui } -5-[ (5-MeTOKCHITUPH THH-2 -HT)METOKCH]| -
1,3-0eH30KCa3071a;

5-[(5-merokcunmpuauH-2-wi)Meroxcu|-2- {2H,4H, SH. 6 H,7H-mmpazono| 4,3-c|nupuaus-5-nm} -
1,3-0en3okcasona;

2-{5H,6H,7H 8 H-umuna3o|1,5-a|mupa3us-7-un} -5-[ (5-MeTokcunupuauH-2-ui)mMerokcu|-1,3-
OeH30Kca301a;

5-[(5-merokcunupuaun-2-un)merokcu |-2-{ SH,6H,7H-nuppoio| 3,4-b lnupuaun-6-ui}-1,3-
OeH30Kca301a;

7-{5-[(5-meTokcuTHpUAHH-2-HI)MEeTOKCH |- 1,3-6eH30kcazon-2-un }-5,6,7,8-rerparuapo-1,7-
HadTupuaHa;

2-(1H-umunazon-1-wn)-5-[ (5-MeToKCHUPUANH-2-HIT)METOKCH | - 1,3-0eH30KCcaz01a;
2-{5H,6H,7H,8H-umuna3o| 1,2-a|mipa3u-7-umn}-5-[ (5-MeTOKCUNUpH THH-2-H1)MeTOKCH |- 1,3-
GeH3oKkcas3oa;

4-(5-{[1-(2-meToxcurTIIN)- 1 H-nupazon-4-uia|MeTokcu } - 1 -6eH300hy paH-2-1i } i puanH-3-
KapOOHUTpPIIA;

2-[5-(2-METOKCHATOKCH )T PH AU H-3-11|-5-[ (5-METOKCHITHPH THH-2-UT)METOKCH |- 1,3-
OeH30Kca30.1a,;

N-(5-{5-[(5-MeTOKCHITHPU AUH-2-HIT)METOKCH |- 1,3-Oe H30KCa30.1-2- 11 } TUPUIUH-2-
Wi|aneramMua;

5-{5-[(5-meToKCUTIPH TUH-2- 1T )METOKCH |- 1, 3-OeH30KCa301-2- 1 } IUPH IMH-2-aMHHA;
metun({[4-({[2-(mapumun-3-1m1)-1,3-0eH30KCa30.1-5-11 | OKCH } METHIT) (D SHIIT | METHIT } JaMHHA;
4-(5-{[1-(2-ruapoxcustin)- 1 H-nupazon-4-ui|Merokcu - 1 -OeH30(hy paH-2-11 } THPHANH-3-
KkapOOHMUTpUIA,

mametun({2-[4-({[2-(mupuans-3-m1)-1,3-6en30Kkcazon-5-

WIT| OKCH } METHIT)(DEHOKCH [3THI } JaMHHa,

5-{] 5-(2-MeTOKCHI TOKCH ) TMPH IUH-2-1JT | METOKCH } -2-(THpuanH-3-11)- 1,3-6eH30kcazona;
4-|5-({1-[2-(qumeTunamuno ) TUN |- 1 H-nupazon-4-ui  MeTokcH)- 1 -6enzodypas-2-

WI|MTUPUANH-3-KapOOHUTPIIIA,
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5-{5-[(5-mMeTokcUTHpUInH-2-U1)MeTOKCH | - 1,3-0eH30K ca301-2-111 } -N-Me THIIHPH IHH-2 -
aMuHa;

3-{[(2-{2-6pom-5H,6H-nmunaso[2,1-b][1,3]tnazon-3-mn}-1-6eHzodypan-5-

WJI)OKCH | METUI } IUPUANHA,

5-[(5-merokcunupasuH-2-mwi)MeToKCH| -1 -MeTin-2-(mapuaue-3-mw1)- 1 -1,3-6eH301ua3071a;
6-[(5-MeToKCHIUpA3HH-2-UT)METOKCH] - | -MeTiI-2-(mupuaun-3-mn)-1H-1,3-6enzoquasona;
5-[(5-meTokcunupasuH-2-u1)MeTokcu| - 2-(mupuaus-3-mn)- 1 H-1,3-6en3oauazona;
5-[(5-MeTokcunupHanH-2-H1)MeTOKCH |-2-(unepasus-1-un)-1,3-0eH3okcasona;
N-metn-6-({[2-(mupuaun-3-1m1)-1,3-0eH30KCca301-5-1i1 | OKCH } METHT )T PU IHH-3 -aMHIHa,
3-[5-(mupuaus-3-unmerokcn)-1-6ensodypan-2-un|-5SH,6 H-umuaso| 2,1-b][ 1,3] tmazon-2-
KkapOOHHUTpIIA;

5-{5-[(5-meTokcunupuanH-2-w1)MeTokcH |- 1,3-6eH30Kkca3051-2-11 § -N-MeTUIIHPU AUH-2 -
KapOOKCaMH A,

5-[(5-MeTokcunupuanH-2-ui1)MeTokcH |-2-( 1-metii- | H-umugazon-4-mn)- 1,3-6eH30Kcasona;
5-merokcH-N-{| 2-(mupu aus-3-11)-1,3-0eH30KCa3071- S5-Il | MeTHII } THPHANH-2-aMHHA,
4-(5-{5H 6 H-umunazo|2,1-b|[1,3] Tuazon-3-unmeroxcu } - 1-6eH300y paH-2-m1)TUPH THH-3-
KapOOHUTpPIIA,

5-({5-(2-(mopdonuH-4-1a)3TOKCH | TU PUAMH-2-UJT } METOKCH )-2-(upuauH-3-u)-1,3-
OeH30Kca30Ja;

2-6poM-6-{5-[(5-METOKCHITPH ANH-2-IT)METOKCH | - 1 -OeH30y paH-2-nui } OEH3OHUTPIIIA,
4-{[2-(4-xmopdenrmn)-1,3-6eH30KCca307-5-11|kapOamon } heHun anerara;
N-(2-penmi-1,3-0enszokcazon-5-mn)denzamua;

4-meroxcu-N-| 2-(3-mermndenmn)-1,3-0eH30kca301-5-1n |oeH3aMi 1a;
2-MeTokcu-N-[2-(4-merokcudenmn)-1,3-0enszokcazon-5-ui|beHsamuaa;
4-metokcu-N-[2-(4-meTokcudenunn)-1,3-0eH30kcazon-5-ui|benzamuaa;
3-merokcH-N-[2-(4-meTokcudern)-1,3-6en3okca3on-S-ui|OeHzamua;
3-{5-|(5-merokcunupu uH-2-1)METOKCH |- 1, 3-OeH30KCa3071-2- 1 } IUpH IUH-1 -uii-omnara;
2-denokcu-N-[2-(mupuaus-3-u)- 1,3-6eH30Kca30n-5-1i] aneraMuaa;
N-|2~(mmpuaun-3-nm)-1,3-6en30kcazon-5-un)-1-6enzodypan-2-kapdokcamuaa;

N-|2-(mnpu aun-3-nm)-1,3-6eH30kca301-5-11] -6-(Tprd TOpMETHI ) I pU AMH- 3-KapOoKcaMuaa;
N-[2-(rmpu gun-3-1)-1,3-6eH30KCa30.1-5 -1 | XHHOKCATHH-2 -KapOoKcaMu a,
6-penoxcu-N-| 2-(mupuaun-3-mw1)-1,3-6eH30kca301-5 -1 | mapuanH-3-kapOokcamuaa;

N-[2-(mupupu-3-mw)-1,3-6enzokcazon-5-un|-2H- 1,3-6er3oquokcon-5-kapdokcamuaa;
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3-(6en3unoxcn )-N-| 2-(mupuauH-3-mn)-1,3-0eH30Kkcas3on-5-mwn | GeHzamuaa;
3-¢penoxcu-N-|2-(mupuaus-3-mn)-1,3-6en3okcazon-5-ni|benzamuaa,;

N-[2-(nupu aun-3-un)-1,3-6eH30Kca301-5-1w1 | xuHoMMuH-2-KapbokcaMuia;
N-[2-(nupuaun-3-un)-1,3-06eH30Kkcazon-5-un|-2, 3-auruapo- 1 -6enzodypas-2-kapbokcamu aa;
5-metun-N-| 2-(mupuaun-3-ui)- 1,3-6eH30Kca3on-5-ui| mupuanH-3-kapookcamu 1a;
N-|2-(mupuaun-3-1n)-1,3-6eH30KCca30.1-5 -1 | XHHOKCATHH-6-KkapbokcamMua;
(2E)-3-(4-merokcupennn)-N-| 2-(mupuaus-3-un)-1,3-6eH30kcazon-5-wi|npon-2-eHamu aa;
S-merokcu-N-| 2-(mupuaun-3-mn)-1,3-6eH30Kca301-5-w | nupuaus-2-kapbokcamMuaa;
3-uuano-N-[ 2-(nupuaun-3-ui)-1,3-6eH3okcazon-5-ui|oeHzamu aa;
4-(meruncyabhanmt)-N-| 2-(mupuans-3-mwi)-1,3-6eH30kcazon-5-ui| GeHzamMuaa;

6ensun N-|2-(mupuaun-3-ui)-1,3-6en3zokcazon-S-mwi|kapbamara;
5-|2-(mupuaun-3-mwi)-1,3-6eH30Kkca3o1-5 -1 | mupa3uH-2-0ma;
5-[(5-MeTOKCHUITUPH AU H-2-UT)METOKCH |-2-(I puMuU IuH-S5-111)- 1,3-6eH30K casosia;
2-(2,3-muruapo-1-6ensody pan-2-mi)-3-[ (5-METOKCHITMPH JUH-2 -1 )METOKCH] - 1,3~
OeH30KCca30Ia;

2-[(2R)-2,3-nuruapo-1-6enzodypan-2-mn)-5-| (5-MEeTOKCUTTMPUANH-2-HT)METOKCH |- 1,3-
OeH30KCca307a,;

2-[(28)-2,3-muruapo-1-6enszodypan-2-uin)-5-[ (5-METOKCHITMPHU IHH-2-KT )METOKCH] -1, 3-
OeH30KCca3011a,;

5-| 5-(2-METOKCUATOKCH )T PHMH TH H-2-11 |-2-(T puAnH-3-11)- 1,3-0eH30K cazona;
5-|(5-MeToKCHITUPUIUH-2-UT)METOKCH |-2-(5-MeTunnupuanH-3-mn)-1,3-6eHzokcasona;
5-[(5-merokcunupuaNH-2-HT)METOKCH |-2-(2-MeTunnupuauH-4-1)-1,3-6eH30Kca30:71a,;
5-[(5-meroxcunupuaun-2-unMeTokcu |-2-(3-penokcudennn)- 1,3-0en3okcaszona,
6-{5-[(5-meToxcUTUpH IH-2-UT)METOKCH |- 1,3-0eH30Kca301-2-1 § -2-MeTh-2,3-
JIMTHAPOTTHPHAA3HH-3-0Ha,

5-|(5-MeTOKCHITUPUIUH-2-UT)METOKCH |-2-(iupua3iH-3-un)-1,3-0eH30Kkcazona;
5-[(5-meToxcunupuauH-2-un)MeToxcu |-2-(nupuaazun-4-un)-1,3-6e3okcaszona,
5-{5-|(5-meroxcumupu H-2-11)MeToKcH |- 1,3-6eH30Kca30m-2-1i } -1,2- TMrHAPOIM PY TUH-2-
OHA;

5-{5-[(5-meroxcumupuuH-2-un)MeTokcH |- 1,3-6eH3okcazon-2-un } -1 -metun-1,2-
JUTUAPONUPUAUH-2-0HA;
5-terun-N-[2-(mupuaun-3-ui)-1,3-6enszoxcaszon-3-mi|-1,3,4-oxcaauaszon-2-kapOoKcaMuaa,

5-[(5-meTokcunupuaNH-2-HT)METOKCH |-2-(TH puMu AHH-4-111)- 1, 3-0eH30K ca301a;
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5-[(5-6pomMmupu TUH-2-UT)METOKCH |-2- (T pu TiH-3-11)- 1, 3-0eH30Kcazona,;
5-(mpuAuH-2-UIMETOKCH)-2- (M pu guH-3-101)- 1, 3-0eH30KCca3omna;
N-[2-(nupupun-3-un)-1,3-6en3okcazon-5-ui|-1-6en3odypan-5-kapboxcamuaa;
2-(penmn-N-| 2-(mupuaus-3-mn)-1,3-0eH30KCca30.1-5-1wi | THpH IHH-5-kapOokcaMuaa;
N-[2-(nupupun-3-un)-1,3-6en3okcazon-5-wi|-4-(nupumu aun-2-un)oeH3amMuaa,;
1-merwn-N-| 2-(mupuaus-3-mwi)- 1,3-6ensokcaszon-5-wi| -1H-upazon-4-xkapboxcamuaa;
4-[(6-merumupasun-2-wn)okcu|-N-| 2-(nupu aus-3-um)- 1,3-6eH30Kcazon-5-mwi| GeHsamu aa;
4-(penoxcumernn)-N-[ 2-(mupuaun-3-u)- 1,3-6eH30Kca301-5-un|OeH3zamMuaa;
2-tenokcu-N-[2-(mupuaun-3-ui)- 1,3-6eH30Kkca3on-5-wi | nupu anH-3 -kapookcamuaa;
4-tmano-N-| 2-(mupuaun-3-un)-1,3-6eH30Kkca3on-5-ni| deH3aMuaa;
6-MeTOKCH-N-| 2-(rtrpu auH-3-1)- 1, 3-0e H30K Ca301-3 -1 | THpH IHH-2-KapOOKCaMH a;
2-MeTHI-N-| 2-(mupu aiH-3-nm)- 1,3-0eH30Kca30n-5-wui| nupuainH-4-kapOokcaMu aa;
3-MeToKCH-N-| 2-(upuauH-3-mn)- 1, 3-6eH30Kca301-5 -1 | nupu 1uH-2-kapOoKcaMuia;
4-merokcu-N-| 2-(mupuun-3-mn)- 1, 3-6eH30KCa301-5-1 | Tupu AnH-2-kapOoKcaMuaa;
4-runpokcu-N-| 2-(nupu aus-3-ui)-1,3-0eH30Kca3zo1-5-wi | nupuauH-2-kapooKcaMu ia;
3-meTokcu-N-[ 2-(mupu aus-3-un)- 1,3-6ensoxcazon-5-uil-1,2-oxcazon-5-kapboxcamuaa,
5-MeTokcu-N-| 2-(mupuaus-3-un)- 1,3-6en3oxcazon-S-mwi |nupu auH-3-kapOoxcaMuna;
6-({[2-(1-metun-1H-mupazon-4-ui)-1,3-6eH30Kca30:1-5- 11| OKCH } METHJT )T PU AMH-3-01a;
5-[(5-merokcunupazuH-2-ui)merokcu]-2-(1-meru-1 H-nupaszon-4-un)-1,3-0eH3okcazona,;
2-metokcu-3-({[2-(1-metun-1H-mupason-4-umn)-| 1,3]oxcazono[ 5,4-b|mupu quH-6-
WJT|OKCH } METHJT)THPA3HHA;

3-{6-[(5-6pomnupuanH-2-wi)merokcu|-| 1,3]okcazono|5,4-b |nupuaun-2-1n } THPH THHA,
3-meTokcu-6-({| 2-(mapuaus-3-un)-| 1,3]okcazonol 5,4-b | mupugiH-6-

WI|OKCH } METHT)TUPUJA3UHA,

3-{5-[(5-meroxcunupuanH-2-ua)MeToKcH | - 1,3-0eH30KCca301-2- 11 } OEH30HUTPIUIA,
4-{5-|(5-meToxcumupu IH-2-U1)METOKCH |- 1,3-0eH30KCa30.1-2-1 } GEH30HUTPUIIA,
5-(1-merun-1H-nupazon-4-uwi)-2-({[ 2-(mupuaun-3-uwn)-[ 1,3 ]okcazono| 5,4-b | mupu auH-6-
HJT|OKCH } METHJT)ITHPUIHHA;

3-merokcu-5-({| 2-(mapuaus-3-un)-| 1,3 okcazonol 5,4-b | mupuaun-6-

HT|OKCH } METHIT)ITUPUINHA,;

4-meroxcu-2-({[2-(mapu qun-3-un)-[ 1,3]okcazosnol 5,4-b Jnupuaun-6-

WJT|OKCH } METHJT)ITUPUTHAHA,
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2-({|2-(1-meTun-1 H-mupazon-4-mwn)-| 1,3 | okcazono| 5,4-b | mupuaun-6-

WJI| OKCH } METHJT)ITHPA3HHA,
[(3-{5-[(5-meTokcunupuaun-2-ua)merokcu|-1,3-6enzoxcazon-2-

W1} heHnn)MeTHI | (METHIT)aMIHA,

(5-meTokcunmupuInH-2-Hn)MeTin N-[ 2-(mupuaud-3-un)-1,3-0eH3okcazon-5-ui|kapbamara;
2-(5-MeToKCHIUpUANH-2-11)-5-[ (5-MeTokcHT puanH-2-11)MeToKCH | - 1,3-0eH30Kca3oma;
2-(1-6en3odypan-2-mm)-5-| (5-MeTokcHMMpuIHH-2- T )MeTokcH]| - 1, 3-6eH30Kcazoma;
5-|(5-MeTOKCHITUPUIUH-2-UIT)METOKCH |-2-| 6-(TprdTOpMeTII) TUpH TUH-3-11)-1,3-
OeH30KCca30IIa;

2-(1-6enzotypan-5-un)-5-[(5-MeTOKCHITHPHAUH-2-W)MeTOKCH |- 1,3-0eH30Kca3omna,;
2-{5-[(5-MeTOKCHITUPH I H-2-1T)METOKCH |- 1,3-0eH30KCa30.1-2- 1T } XUHOTHHA,
2-|3-(6ensunokcn )penmn]-5-[ (5-meTokcHNUPU ANH-2-1T)METOKCH |- 1,3-0eH30Kca3ona;
5-|(5-MeToKCHIUPUIUH-2-UT)METOKCH |-2-| 4-(mmpumu quH-2-u1)penn |- 1,3-6en3okcazona;
2-|(E)-2-(4-merokcudennn)aTeHun | -5-[ (S-meroxcunupu aus-2-mi)meroxcu|-1,3-
GEeH30KCca301a,

5-merokcu-2-({[2-(mapu aun-3-un)-[ 1,3]okcazomnol 5,4-b Jnupuaun-6-

WJT|OKCH } METHJT)ITUPUMHM IHHA,;

6-({[2-(1-meTun-1H-mupazon-4-mwn)-| 1,3 okcazonol 5,4-b | mupuaun-6-

WJI|OKCH } METHJT)ITUPUANH-3-aMHHA;

5-{5-[(5-runpoxcunupuanH-2-uia)MeTokcu |- 1,3-6en3oxcaszon-2-ui } -N-MeTHITHPU U H-2 -
KxapOoKcaMua;

6-{6-[(5-meroxcunupuuH-2-un)mMetokcu |-[ 1,3]okcazono[5,4-b lnupuann-2-un} -2-mMeTra-2,3-
JUTHAPONUPHAAZHH-3-0Ha;

2-metun-6-({[ 2-(mupunnn-3-un)-| 1,3]oxcazomno| 5,4-b | nupuauH-6-1wi | oxcu § MeTin)-2,3-
JUTHAPOTIUPHIA3UH-3-0Ha,

2-{6-| (5-meroxcunmupuauH-2-un)MeTokcH |-| 1,3|oxcazono| 5,4-b |nupuann-2-1i } nupa3zuHa;
5-{6-[(5-merokcumupuanu-2-un)merokcu|-| 1,3]oxcazono|5,4-b |nupuana-2-m} -N-
METUITHPUIANH-2-KapOOKCaMI A,

5-{5-[(5-meroxcunupuuH-2-un)MeTokcu |- 1,3-6en3okcazon-2-un } -1-metun-1,2-
JUTHIPONIUPA3HH-2-0HA,

6-(6-{[5-(2-Pproparokcu)nupuauH-2-ui|merokcu } -| 1,3 |okcazono| 5,4-b | mupuauH-2-n)-2-

MeTuN-2,3-IUru Apony py 1a3uH-3-0Ha;
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5-merokcu-2-({[2-(mapu qun-3-un)-[ 1,3]okcazosno[ 5,4-b Jnupuaun-6-
M| OKCH } METHJT)ITUPUAKH- | -1ii-1-0/1aTa,;
3-{6-[(5-meroxcu-1-oxcuaonu puanH-1-ui-2-un)merokcu|-| 1,3]oxcazomno[5,4-b | nupuan-2-
W1} upuuH- 1 -uit-1-omara;
5-{5-[(5-meroxcunmupuuH-2-un)MeToKkcH |- 1,3-0eH3okcazon-2-un } -2-
(MeTwkapOaMomn)mupuauH-1-nit-onara;
(5-ruppoxcunupuans-2-un)Met1 N-| 2-(mapu aus-3-u)- 1, 3-6en3oxcason-5-mwi|kapbamara;
5-merokcu-N-|2-(1-metun-6-okco-1,6-xuruaponupunasun-3-umn)-1,3-6enzokcazon-5-
wi|mupuanH-2-kapOokcaMuaa;
5-merokcu-N-| 2-(1-meTun-6-okco-1,6-xuruaponupunasut-3-mmn)-1,3-0eH3oxcazon-5-
W | MTHpUANH-3-KapOoKkcaMu ia;
4-merokcu-N-[2-(1-MeTun-6-0kco-1,6-auru Aponu puaasiH-3-mi)-1,3-6eH3okcazon-5-
wi|nupuauH-2-kapbokcamuaa;
1-merun-N-| 2-(1-mMeTun-6-0kco- 1,6-muruaponu puaasun-3-mi)- 1, 3-6eH30kca3on-5-un|-6-okco-
1,6-auruaponupuaazus-3-kapboxcamuaa;
[(5-{5-[(5-MeToKCHUMUPH ANH-2-HT)METOKCH |- 1,3-0eH30KCA30I-2- 11 } TUPUAKUH-3-
WIMETH | (METUII)aMUHA,
6-{5-[(5-ruapoKCUIUPH ANH-2- 1T )METOKCH | - 1,3-0eH30KCca301-2-1J1 } -2-MeTHI-2, 3 -
JTUTHIPOTTHPUIA3HH-3-0HA, U
N-(5-meToxcunupuauH-3-11)-2-(mapu auH-3-1)- 1, 3-0eH30Kkca301-5-kapOokcaMuia;
win ero (apMareBTHYSCKU MPUEMIIEMON COJIH, MPH 3TOM yKaszaHHOe coemuHenue Gopmyinsl (1) wmm ero
(hapMareBTHYCCKH MTpHEeMIIeMasi COJIb MOMEUYCHBI OJTHUM HJIH 00JIee O3UTPOH-U3ITYYarOIIUMH PATUOHYKIAIAMH.

Taxoke onncano coenuHenue popmyisl (1), BBIOpanHOE U3
Tper-Oytun 4-[2-(mapunun-3-mn)-1,3-6en3oxcazon-5-wi|nunepasus- 1 -kapbokcunara;

4-merokcu-N-| 2-(mupuaun-3-mn)-1,3-6eH30Kca301-5-1 | OeH3amMu 1a;

4-merokcu-N-| 2-(mupuaun-4-mn)-1,3-6eH30Kca3on-5-un|OeHzamuaa;

N-[(4-meroxcudenun)mern |-2-(mupuun-3-mn)-1,3-0eH30Kca301-5-aMuHa;

2-(3-6pomnupuauH-4-1n)-6-[ 2-(MophonuH-4-1n)aToKkcu] - 1,3-0eH30THAZ 0N,

5-meTokcH-N-[2-(3-meTunennn)-1,3-6eH30Kkca30m-5-1 |nupu aAuH-2-kapOokcaMuaa;

6-MeToKCH-N-[2-(3-meTunennn)-1,3-0eH30Kkca301-5-1 |Tupu AHH-3-kapOokcaMuaa;
2-meroxcu-N-| 2-(3-meTmwideni)-1,3-6eH30kca3omn-5-1i |mupuMu IUH-5 -KapOoKcaMI A,

S-merokcu-N-[2-(3-mermndenmn)-1,3-6eH30Kkca3071-5-wi1 [nupasuH-2-kapOoKkcamMua,
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4-merokcu-N-[2-(3-metundennn)-[ 1,3]okcazomno[ 5,4-b|nupuauH-6-ui| GeHzamuaa;
5-(4-meroxcudpennn)-2-(mupuanH-3-un)-1,3-0eH30kcazona;
N-(4-merokcudenmn)-2-(mupuans-3-mwi)-1,3-6eH30kcazon-5-aMuHa;
2-(mupuaun-3-un)-N-{|1,2,4|tpuazono|4,3-a|mapuans-3-ui} -1,3-6eH30KCa301-5-aMUHA;
2-(nmupuaus-3-un)-N-(mupumugus-4-un)- 1, 3-6eH30Kkca301-5-amMuHa;
2-(nupuans-3-uwi)-N-(mupuMuaus-2-un)- 1,3-6eH30xcason-5-aMuHa,
5-(5-meroxcunupuanH-2-un)-2-(mupuanH-3-un)- 1,3-6enszokcazona;
5-(2-MEeTOKCHIIMPUMHIMH-5-11)-2-(UpHauH-3-11)- 1, 3-0eH30Kca30i1a;
5-(5-MeTOKCHIMPUMHIUH-2-11)-2-(TUpHIHH-3-11)-1,3-0eH30Kca301a;
5-(6-MeToKCHNUPUAAZHH-3-111)-2- (MU puanH-3-11)- 1,3-6eH30Kcazona;
5-(5-MeTokcHnupasuH-2-m)-2-(mupuans-3-ui)-1,3-6eHszokcazona;

1-metun-4-| S-(mupumuane-5-unmerokcn)- 1 -6enzody pan-2-mi| -1 H-nmupazon-3-
xapOoHUTpUIA,

4-[5-(mupuMuIUH-5-UnMeToKCn )-1-0en3odypan-2-wi | nupuanH-3-kapOoHUTpIIIA,
4-{5-[(5-MeTOKCUNTUPHU IHUH-2-UIT)METOKCH |- 1-OeH30(y paH-2-11 } P IUH-3-
KapOOHHUTpHIIA,

4-{5-[(5-METOKCUMUPU IHH-2- 1T )METOKCH |- 1-OeH30(y paH-2-1/1} IHpHIUHA,
4-{5-[(1-meTun-1H-nmunazon-4-wi)mMeTokcH|- 1 -6enzodypan-2-ui } mapuuH-3
KapOOHUTPUINA,

4-{5-| (1-meTmn-1H-umunazon-2-un)mMerokcu |- 1 -6eH30dy pas-2-1i } mupuanH-3
KxapOoHUTPUIIA,

5-Merokcu-2-[2-(mupuaun-3-ui)- 1,3-6enszokcason-S-un|-2,3-auru apo- 1 H-u30uH101-1 -
OHA;

3-{6-[(E)-2-(4-meroxcubenun)stenu|-| 1,3]okcazono| 5,4-b | mupugun-2-

W1} TUPHIMHA,;

4-[5-(mupuauH-3-unokcH)- 1-6enszody paH-2-ui | MU puIiaH-3 -KapOOHUTPUIIA,
6-MeTokcu-2-| 2-(mupuaus-3-mi)-1,3-6en3okcazon-5-unl-1,2,3,4-

TETparu IpOU30XUHOINH-1-0Ha;
mavetii({3-[4-({[2-(nupunus-3-m1)-1,3-6eH30KCa307-5-

W OKCH } METHIT)(PEHOKCH |IIPOTIHIT } JaMUHA;

5-[(1-meru-1 H-nupason-4-un)meTokcH|-2-(mupu aus-3-imwi)- 1, 3-0eHzokcasona;
5-[(4-meTokcudenmn)merokcu |-2-(mupuann-3-ui)-1,3-6eH30Kkcazona;

5-|(3-meTokcupenmn)merokcu |-2-(mupuann-3-mi)-1,3-6eH30kcazona;
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5-[(5-meTokcunupuauH-2-H1)MeTOKCH |-2-( puauH-3-11)- 1, 3-0eH30Kca30ma;
2-(nupuanH-3-11)-5-(MUpUIHH-3 -HIMETOKCH )- 1, 3-0OeH30KCa301a;
5-{5H,6H-umunazo|2,1-b|[1,3] tuazon-3-unmerokcH } -2-(mupuauu-3-umn)-1,3-
OeH30Kca301a;

1-(mupuann-2-un)-2-| 2-(mupuauH-3-un)-1,3-0eH3okcazon-5-unsras-1-oma;
1-(mupuann-2-un)-2-| 2-(mupuaus-3-un)-1,3-0enzokcazon-5-un|aran-1-oHa;
6-MeTokcu-2-| 2-(mupuaus-3-mi)-1,3-6en30xcazon-5-wui|-1,2-Auru Apon30XHHOIHH- 1 -
OHA;

2-(nupuans-3-ui)-N-[ 2,2, 2-rpudrop-1-(4-meroxcudpennn)stui|-| 1,3 Jokcazono| 5,4-
b|nupunuH-6-aMuHa;

3-{6-[2-(4-meroxcudennn)>runmi|-[ 1,3 ]okcazono| 5,4-b| mupHaHH-2-11 } TUPUAUHA,
3-{6-[(Z)-2-(4-meTokcupenun)arennn|-[ 1,3]okcazomnol 5,4-b | nupuanuH-2-11 } THPUIHHA,
5-Merokcu-2-| 2-(mupuaus-3-wi)-| 1,3 |okcazono| 5,4-b | mupuann-6-un|-2,3-muruapo-1H-
W30MHI0J-1-0Ha;

5-[(5-meroxcunupazun-2-un)MeTokcu| -2-(mupuaun-3-mn)- 1, 3-6eH3oxcaszona;
3-MeTokcu-6-[2-(mupuaun-3-ui)-1,3-6enzoxcazon-5-un|-5SH,6H,7H-nuppoino| 3,4-
b|mupunun-7-0Ha;

2-(nupuanH-3-11)-6-(IHPUIATH-3 -HIMETOKCH )- 1, 3-0OeH30KCa301a;
3-{6-[2-(mupuaun-3-un)3tuaun]-[ 1,3]oxcazomnol 5,4-h | puanH-2-1 } THPUIHHA,
5-{[(5-MeTOKCHITHPH TUH-2-1T)OKCH | METH } -2-(MTUpu IiH-3-11)- 1, 3-0eH30Kca3omna;
4-[5-(mupuauH-3-unmMeTokcH)- 1 -6ensodypan-2-wui |mupu IiH-3-KapOOHUTPUIA;
4-{5-|(1-merun-1H-nupazon-4-un)meroxcu|-1-6enzodypan-2-un } nupuaus-3
KxapOoHUTpUIA,

3-[5-(nupuauH-3-uaIMeToKCcH )- 1 -0eH300y paH-2-wi | iupu A H-4-KapOOHUTPHIIA,
3-{5-[(1-merun-1H-mupazon-4-un)merokcu| - 1-6ersody pas-2-wi } nupuaun-4
KapOOHHUTpHIA,

3-{6-|1-(5-meroxcunupuanH-2-mwi)dTokcu|-[ 1,3 oxcazomno[5,4-b |nupuann-2-

W1} TUPHIVHA,

4-{5-| (5-meToxcunupasuH-2-un)MeTokcH |- 1-6eH30(hy paH-2-11 } mu puanH-3-
KapOOHUTPUIA,

6-({| 2-(mupuaun-3-m)-1,3-6eH30KCa30I-5-1T| OKCH } METHIT)TUPUAUH-3-0/1a;
5-{[5-(npon-2-eH- 1 -UIOKCH ) TUPA3HH-2-KJT |METOKCH § -2-(mupuauH-3-1i)-1,3-

OeH30Kca3011a,
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5-({[2-(mupuaun-3-un)-1,3-6eH30KCca301-5-11 | OKCH } METHIT)- 1, 2- TUTHAPOTIH pa3UH-2-
OHa;

1-metun-5-({| 2-(mupunun-3-mr)-1,3-6eH30Kca301-5-1|okcH § MeTw)-1,2-
JUTHIPOTIHPA3HH-2-0HA,

5-|4-(5-mMeToxcUnmIpUMHIUH-2-Wn)nunepasut-1 -ui|-2-(mapuaus-3-mn)-1,3-6enzokcasona;
3-{6-|1-(5-meroxcunupuaus-2-wi)meroxcu|-| 1,3]okcazono| 5,4-b | nupuaun-2-

W1} IUPUIMHA,

5-(1-metun-1H-upaszon-4-un)-2-(nmapuans-3-un)- 1,3-0eH3o0Kkcasola;
3-{6-[1-(6-meroxcunupuaus-3-mwi)merokcu|-[ 1,3]okcazono[5,4-b | nupuaun-2-

WJT} TAPUANHA,

5-[(5-MeToKCHMTUPUIUH-2-UT)METOKCH |-2-(mupuauH-4-11)-1,3-6eH30Kkcazona;
[(3-{5-|(5-meTokcunmupuaun-2-u1)mMerokcu|-1,3-6eH3okcazon-2-

W1} (hEHUIT)METII | IMMETHIAMU HA,
5-[(5-merokcunupuauH-2-uwi)merokcu|-2-(1-merun- 1 H-nupason-4-un)-1,3-
OeH30KCca30MIa;

5-|(5-MeToKCHITUPH T H-2-UT)METOKCH |-2-(miupasuH-2-mn)-1,3-6eH30Kkcazona;
5-[(5-MeTokCHMUPHIHH-2-UT)METOKCH |-2-(1-MeTunnune puanH-4-un)-1,3-
OeH30KCca30IIa;
5-[(5-merokcunupuaus-2-wa)merokcu|-2-(1,3-ruazon-5-un)-1,3-6en3okcaszona;
5-[2-(mupuAuH-2-HUI0KCH)3TOKCH | -2-(THpu AuH-3-11)- 1, 3-0eH30Kcazo.1a;
4-[5-(1H-nupazon-4-uaMeTokcH)-1-6eH30 by paH-2 -1 | THpH IHH-3-KapOOHUTPHIIA,;
3-{|(2-{5H,6H-umuna3o|2,1-b]|1,3| tnazon-3-un}-1-6eHzodypas-5-

WJI)OKCH | METHUI } TUPUANHA;
2-(3-dpropaseruaus-1-mn)-5-[(5-meroxcumipuauH-2-un)merokcu|-1,3-6eH30Kcazona;
2-{3H.4H,5H,6H,7H-umnnazo|4,5-c|nupuaun-5-un } -5-| (5-meTokcunupu ius-2-
uinmerokcu|-1,3-6eHsokcaszona,;

5-[(5-meToxcunupuuH-2-un)merokcu |-2-{2H,4H 5H,6H,7H-tiupazono|4,3-
c|mupuaun-5-un} -1,3-06eH30Kcasoda;

2-{5H,6H,7H,8H-umunazo| 1,5-a|nmupa3us-7-um}-5-| (5-MeTOKCUITUPU THH-2-
nI)MeTokcH |-1,3-6eH30kcazona;

5-[(5-MeTokcunupuauH-2-un)Merokcu |-2-{ SH,6H, 7H-nuppono| 3,4-b |nupuanH-6-1 } -
1,3-Oen3okcasona;

7-{5-[(5-meroxcunmupuuH-2-un)MeTokcH |- 1,3-0en3okcazon-2-un } -5,6,7,8-rerparuapo-
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1,7-HadtpuanHa,;
2-(1H-umuaazon-1-ui)-5-[(5-MeToKCUnu pu A H-2-Ha)MeToKCH |- 1,3-0eH30Kkcazoa;
2-{5H,6H,7H,8H-umuna3so[ 1,2-a|mupasus-7-umm}-5-[ (5-MeTOKCUIUPU THH-2-
HI)METOKCH |-1,3-0eH30Kcaszona;

4-(5-{[1-(2-merokcuaTIN)-1 H-niupason-4-ui| MeTokcu § - 1-Genzodypan-2-
H)IHPUANH-3-KapOOHUTPIIIA,

2-| 5-(2-METOKCHATOKCH )TN PH T H-3-11|-5-[ (5-MeTOKCHITU Y TUH-2-UT)MeToKcH |- 1,3-
OEeH30KCa30/1a;

N-(5-{5-[(5-meTokcunupu uH-2-1U1)METOKCH |- 1,3-0e H30KCa30/1-2- 11 } TUPUANH-2-
wijaneramuaa;

5-{5-[(5-meroxcunupuanH-2-1ua)MeTokcu |- 1,3-0eH30Kca301-2- 11 § MUPUANH-2-aMHHA,
metun({[4-({|2-(mupuann-3-un)-1,3-6en3okcazon-S-

HJT|OKCH } METHIT)(PEHIT| METHIT } JaMHHA,

4-(5-{[1-(2-ruopoxcuatiu)- 1 H-upazon-4-mi|merokcu } - 1 -6enzo by pan-2-
W)TAPUIAH-3 -KapOOHUTPHIIA,
qimetun({2-[4-({[2-(mupuaus-3-un)-1,3-06eH30Kcaz0m-5-

HIT|OKCH } METHT)(PEHOKCH |3THT } JaMKHa,

5-{| 5-(2-MeTOKCHITOKCH ) THPH THH-2-WJT |METOKCH } -2-(mupuanH-3-un)-1,3-
OEeH30KCa30/1a;

4-|5-({1-[2-(aumeTunamuHo )aTI |- 1 H-nupazon-4-un } MeTokcu)- 1-6enzody pan-2-
| mupuAnH-3-KapOOHUTPIIIA,

5-{5-[(5-meroxcHnrpuIH-2-11)METOKCH |- 1,3-0eH30Kca30.1-2-1 § -N-Me THIMTHPY AUH-
2-amMuHa;

3-{[(2-{2-6pom-5H 6 H-umunaso|[2,1-5][1,3]tuazon-3-un} - 1-6enzodypan-5-
HT)OKCH | METHT } IUPUINHA,;

5-[(5-meTokcunupasuH-2-1ui1)MeTOKCH | - 1 -MeTrn-2-(mupu auH-3-un )-1 H-1,3-
OeH30,11a3072,;

6-[(5-MeToKcHTHpa3HH-2-UT)MeTOKCH | - 1 -MeTHn-2-(mupu auH-3-un )-1 H-1,3-
OeH3011a301a;

5-[(5-meTokcunupasuH-2-ui)MeTokcHu| - 2-(mupuaus-3-un)- 1 H-1,3-6eH30auaszona;
5-[(5-MeTOKCUITHPH IUH-2-HT)METOKCH |-2-(murnepasus- 1 -un)-1,3-6eH30Kkcazona;
N-metun-6-({|2-(mupuaus-3-mwi)-1,3-6eH30Kkca30.1-5-11| OKCH § METHI )IUPUINH-3 -

aAMHHA;
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3-[5-(mpuaus-3-wiMeTokcn)-1-0ernsodypan-2-mwn|-5H,6 H-nmuaaszo[2,1-
b][1,3]Tnazon-2-xapOboHuTpHUIA,

5-{5-|(5-meroxcunmupuIH-2-U1)METOKCH |- 1,3-0eH30KCca30.1-2-11 § -N-METHITITHAPH THH-
2-kapOoKcaMuz;

5-[(5-meroxcunupuaun-2-ui)mMerokcu |-2-(1-metun- 1 H-umuo3on-4-umn)-1,3-
OeH30KCca30IIa;

5-merokcu-N-{[2-(nupuaun-3-nn)-1,3-6eH30Kca301-5-1l |METHIT } TH PUANH-2-aMHHA,
4-(5-{5H,6H-nmuna3o|2,1-b][ 1,3]ruazo-3-unmeroxcu } - 1-6ensodypas-2-
HIT)ITHPUARH-3-KapOOHHUTPIIIA,

5-({5-(2-(Mopd ONMUH-4-HT)ITOKCH |TH PUIMH-2-HJT } METOKCH )-2-(TTpu auH-3-1)-1,3-
OeH30KCca301a;

2-6pom-6-{5-[(5-MeTokcHIUPH JUH-2-KUT)METOKCH] - 1 -OeH30(ypan-2-

W1} OEH30HUTPUIIA,

4-{[2-(4-xmopdenmn)-1,3-6eH30kcazomn-5 -1 kapOaMous } HEeHUIT arerara;

N-(2-penmn-1,3-6enszokcazon-S-un)denzamua;

4-merokcu-N-[2-(3-merundennn)-1,3-0eH30Kca3on-5-u|OeH3aMu 1a;
2-Merokcu-N-| 2-(4-meroxcudenn)-1,3-6en3okcazon-5-ui|beHzamMuaa,;
4-merokcu-N-| 2-(4-meroxcudenmn)-1,3-06en30kcazon-S-ui|GeHzamMuaa; u
3-meTokcu-N-|2-(4-meroxcudenmn)-1,3-6enzokcazon-5-un|6enzamuaa,

win ero (apMareBTHYSCKU MPUEMIIEMON COJIH, MPH 3TOM yKaszaHHOe coemuHenue Gopmyinsl (1) wmm ero
(hapMareBTHYECKH ITpHeMIIeMas COJIb TOMEUYEHBI OTHUM WJIH 00JIee O3UTPOH-U3TYJaroIIUMI PaTHOHYKIAIAMH.

VYkazanHoe coemuHeHue Gopmynsl (I) wim ero dapmamneBTHYECKH TpHeMIieMasi COJb MOMEUYSHBI OHUM
i 6oJiee MO3UTPOH-UITYHAONINMA paguHoHyKIuaamMu. [Tonxoaamniie mo3uTpoH-u3Tydaromye pagnoHyKIH/IBI,
KOTOpPBIE MOXKHO BKJIIOYATh B COCIUHEHNUS, ONMMCAHHBIC B HACTOSIIEM JTOKyMEHTE, BKIFOYAIOT CICIYIONINe, HO HE
OTPaHWYNBAIOTCS UMU: 11C, 13N, 150, 18F, 52Fe, 62Cu, 64Cu, 68Ga, 74As, 82Rb, ngr, 1221 4 1%, Cornacuo uexoTo-
PBIM BapuaHTaM peaM3alliH HACTOSINEro M300peTeHHs yKa3aHHBIC OMUH WK OoJiee MO3UTPOH-M3ITYYalOIIie
pammonykmiasl BeIopanst m3: 'C, PN, 0, *F, Br u '*I. CormacHo HeKOTOpHIM BapHaHTaM pealn3alliy Ha-
CTOSIIIEr0 M300PETCHNs YKa3aHHbIe OMMH MM GOoNee TO3HTPOH-U3ITyUaioNie PagioHyKIHIbl BEIOpaHs! u3 ' C,
BN, 150 u *F.

Hemeranmuueckue pagrOHYKIHIBI MOTYT OBITh KOBAJCHTHO CBS3aHBI C COCIUHCHUSMH, OMHCAHHBIMHU B
HACTOALIEM JIOKYMEHTE, NPU MOMOIIM B3aMMOJEWUCTBHUS, XOPOILIO M3BECTHOrO M3 ypoBHs TexHuku. Korma pa-
JUOHYKITU TPEICTABISCT COO0N M3NyYarONIMiA MO3UTPOHBI METAILI, CICIyeT MOHUMATh, YTO I MapKUPOBKH
MOJKET TOTpeOOBaThCA MPUMEHEHUE XEIAaTUPYIOIIETO areHTa. Taknue XeIaTHpyIOIIie areHThl XOPOIIO W3BECTHHI
W3 YpPOBHS TeXHUKU. Busyammsupyromuii aredt s [19T M0OKHO MapKuUpoOBaTh HU3ITydaTelleM IO3UTPOHOB c
wmn "*F. CriocoGbl BBeIeHHs B KauecTBe METKH ''C MOTYT BKIIOYATh, HO HE OTPAHHYMBAIOTCS MMM, AJIKHIHPO-
Baue mpu momom ['Clitogmerana wm [''Clmernntpuduara. Usoron ''C umeer meprox monypacnana mpH-
MepHO 20 MHH, TakuM 00pasom, 'C HeoGXOIMMO TOTydaTh B IUKIOTPOHE HA MECTE, X OOBIYHO €TI0 MONYYAioT B
uze [''Clanokenaa yriepona. Ykasanuerii [ C]AHOKCHI yriieposa MPEeBPalIaloT B XHMHYCCKHE COCIUHCHNS,

11~

MOJIXOAIINE IS pagdoXUMHYeckoro cuHre3a (oO0praHO [ ClifoaMeTaH WM MOAOOHOE), 3aBEPIIAIOT CHHTE3
paanodapMaIeBTHIeCKOro Mpernapara U MPUMEHSIOT ero Ha MecTe B uccienoBanuu 19T mocne onpeneneHus
COOTBETCTBYIOIIUH PaJHOXUMUYESCKON YUCTOTHI M CICHU(PUICSCKON aKTHBHOCTH. THUIIHMYHBIC CITOCOOBI BBEACHUS
'SF B KkayecTBe METKH MOTYT BKIIOYATh, HO HE OTPAHMUMBAIOTCA MMH: CMEIICHHE TaJOTCHH/IHOM, TO3HIATHOI
WM IpYroii yXomsmeii rpymmsl, conepxarieii [°F]dropun terpabytunammonus um [ F|dropun kamus Kryp-
tofix-222. Ilepuon nomypacnana ¢propa-18 cocrasiseT npumepro 110 MuH, cregoBaTenbHO, HET HEOOXOIUMO-
CTH B TOM, YTOGBI CHHTE3HPOBATH | F]-paanodapMIpenapaTsl HEIPEMEHHO TaM Ke, T PACIIONOXKEH LHKIO-
TPOH WJIM HETIOCPEICTBEHHO B TOM LeHTpe, rae npomsBogurcs 10T nccrenoBanme. OOmme METOIBI BBEACHHS
JTUX MO3UTPOHHBIX H3JIydaTesei omucanbl B nutepatype (Miller et al., Angewandte Chemie International Edi-
tion, 47 (2008), 8998-9033). B HacrosmeM H300peTEeHUH MPEIIOKEHBI CITOCOOB! TIOMYUEHUS TUArHOCTHIECKUX
M300pakeHMH Tela CyObheKTa, BKITIOYAIOIIHNE BBeIeHHE CYOheKTy (P PEKTUBHOTO KOTNIECTBA BU3YATU3HPYIOIIIe-
rO arcHTa, ONMMCAHHOTO B HACTOSINEM JIOKYMCHTE, M TOJYYCHUC M300paKCHUsS MO MCHBIICH Mepe YacTH Teja
YKa3aHHOTO CYOBCKTA.

Takxke Mmpe/UToKEHBI CIIOCOOBI TOTYYCHUST TUATHOCTUYCCKUX HM300pakKCHUH B OMOIOTHYECKOM 00pasIle,
BKITIOYAOIIUE TPUBEICHUEC OHMOIIOTHYECKOTO0 00paslia B KOHTAKT ¢ A(P(EKTUBHBIM KOJIMYCCTBOM BH3YaH3H-
PYIOIIETO arcHTa, OMUCAHHOTO B HACTOSINEM JOKYMEHTE, H IMOTy4eHHE H300pakKCHUSI MCUCHHOTO TTO3UTPOHHBIM
U3JTy4aTesieM COCIHMHCHUS, CBSI3aHHOTO ¢ OMOJOTHYECKUM 00pa3ioM. B ykazaHHOM crioco0e MpUBEIeHUE B KOH-
TaKT M MOJIyYCHHE M300pakeHNEe MOXKHO TPOBOAMTS in Vitro; WM aJbTEPHATUBHO NMPUBEACHHE B KOHTAKT IIPO-
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BOJIUTCS in Vivo, a HOJIydeHHne H300paXkeHus in Vitro.

Taxoke IIpeUIoKeHBI CIOCO0bI 0OHApPYKEHUS! HATMYHS WM OTCYTCTBUSI HEHpOIereHepaTHBHOTO TATOJIOT U~
YEeCKOTO TpoIiecca, ormocpeaoBanHoro 6emkom XxantuHrTaHOM (HTT 6enkom) y cyObekTa, BKIIOYAIOIINE: BBEIC-
HHUE YQPEKTUBHOTO KOJIUYECTBA COCIMHEHHS, MEUSHHOTO M3JIyJYaTelIeM IMO3UTPOHOB, ONMMCAHHOTO B HACTOSIIEM
JOKyMEHTE; MOJy4YeHHsI N300pakeHNsI ¢ 0OHapy)KeHHEM HaJIM4us MIH OTCYTCTBHS arperatoB 6exxa HTT B mo3-
re 4eJoBeKka M oOHapy)XeHHe HAIMYHA WM OTCYTCTBHUS ITaTOJIOTHUECKOTro mporecca. CoraacHO HEKOTOPHIM Ba-
pHaHTaM pealu3aliy HacTosmero n3ooperenus arperatsl 0emka HTT mpucyTcTBYIOT B 0a3albHBIX TaHTIHAX
TOJIOBHOTO MO3ra cy0bekTa. CorlacHO HEKOTOPBIM BapHaHTaM peajli3allii HACTOSIIETO M300pETeHHS yKa3aH-
HBII TATOJIOrMYECKUH Tpolecce npezcrabisier codoi 6one3np Xantunrrona (bX). CormacHo HEKOTOPBIM Bapu-
aHTaM peaJn3alliy HACTOSIIEr0 M300pETEeHHsI aKTUBHOCTh YKa3aHHOTO 3((EeKTHBHOrO KOJIMYEeCTBa yKa3aHHOTO
BU3YyaIN3UPYIOLIETo areHra cocrasisieT ot npumepHo 0,1 1o npumepHo 20 MKu. CornacHo HEKOTOPBIM BapHaH-
TaM pealn3aliy HACTOSIIEr0 M300pETeHUS] aKTUBHOCTh YKa3aHHOTO 3((EKTUBHOTO KOJIMYECTBA yKa3aHHOTO
BU3yaIM3UpyoLIero arenTa cocrapisieT npumepHo 10 MKu. CorilacHO HEKOTOPHIM BapHaHTaM pealn3aliiy Ha-
CTOSIIIETO M300pETeHUs] yKa3aHHOE IOyYeHHEe M300paKEHHs BKIIOYACT IO3UTPOHHO-IMHUCCHOHHYIO TOMOTpa-
¢duro (IIOT), I1DT, coBmemennyo ¢ kommnbiotepHoi Tomorpadueii (IIIT/KT), [IDT, coBMemeHHy0 ¢ MarHUT-
HO-pe3oHancHOH Tomorpadueit (IIDT/MPT), wnu nx komOuHanw0. CorjlacHO HEKOTOPHIM BapuaHTaM peain3a-
IIMU HACTOSIIIETO H300PETEHHUS TOTydeHre N300pakeHHs BKIIoYaeT Buzyanm3anuio [19T.

Taxxe B HACTOAMIEM JOKyMEHTE IMPEUIOKEHBI THArHOCTHYECKHE CITIOCOOBI ¢ MPHUMEHEHHEM BU3YalU3H-
PYIOLINX areHTOB JJI1 MOHUTOPHHTA IPOTPECCUPOBAHUS 3a00JIEBaHUS y MMAIlHEHTA ITyTeM KOJIMYECTBEHHOTO H3-
MEpEeHUs I3MEHEHHUI YPOBHS IEJICBBIX arperaToB y MarueHTa.

Taxoke IpeUIoKeHbI CIOCO0bI 0OHAPYKEHUS! HATMYHS WIN OTCYTCTBUSI HEHpOJIEereHepaTHBHOTO TATOJIOT U~
YecKoro mporecca, cBsizanHoro ¢ 6eikom xantuHrtuHoM (HTT Genkom), y cyObekTa, BKIIOYAIONINE BBEJCHUE
3¢ PEKTUBHOTO KOJMYECTBA COCANHEHUS, MEYCHHOTO N3JIydaTeseM MO3UTPOHOB, OIMCAHHOTO B HACTOSIIEM JI0-
KyMEHTE; IOJIy4eHUsI U300pakeHUsI ¢ OOHapy>KCHUEM HaJIW4Ms MM OTcyTcTBHA arperatoB 6enka HTT y cyOs-
eKTa; 1 00Hapy)KeHHe HAJIMYMUs WM OTCYTCTBHS MATOJIOTHYECKOTo mporecca. CoriacHo HEKOTOPHIM BapHaHTaM
peani3anuy HaCTOSIIEro H300peTeH s arperatsl Win MoHoMephl Oenka HTT mpucyTcTBYIOT B TOIOBHOM MO3TE,
TICYEHH, CEep/Le WIN MBIIIIAX YKa3aHHOTO cy0bekTa. CormacHO HEKOTOPHIM BapHaHTaM peai3alliy HaCTOSIIIe-
ro nzobperenus arperatel 0enka HTT mpucyTcTByroT B 0a3aibHBIX TaHTIHAX, KOpE TOJOBHOTO MO3Ta, THIIIO-
KaMIle WK B CTBOJIC TOJOBHOTO MO3ra cyObekTa. CorlacHO HEKOTOPHIM BapHaHTaM Peaji3alliyd HACTOSIIErO
M300peTeHNs YKa3aHHbBIN MaTOJIOTHYECKUH Mpoiiece mpeAcTaBiseT cooor 6one3ns Xantuarrona (bX). Cormac-
HO HEKOTOPBIM BapHaHTAM peali3alliy HACTOSIIETO M300peTeHHsI aKTUBHOCTDh YKa3aHHOTO 3((GEKTHBHOTO KO-
JMYECTBa YKa3aHHOTO BU3YAIN3UPYIOLIET0 areHTa cocrasiseT oT npumepHo 0,1 mo mpumepno 20 mKu. Cornac-
HO HEKOTOPBIM BapHaHTaM peasi3aliyl HACTOSIIEr0 M300pETEeHHSI aKTUBHOCTh yKa3aHHOTO () (EKTUBHOTO KO-
JMYECTBa YKa3aHHOTO BH3YaJIM3HUPYIOIIETro areHrta coctrasiseT npuMepHo 10 mKu. CoriiacHO HEKOTOpPBIM Bapu-
aHTaM peaJM3alliy HACTOSIIEr0 M300pETeHUs yKa3aHHOE MOJydeHHe H300pa)kKeHHs BKIIOYAET MO3UTPOHHO-
amuccronnyo Tomorpaduio (I19T), [I9T, coBmeniennyto ¢ komnbrotepHoli Tomorpaduer (IIDT/KT), 19T,
COBMEIICHHYIO C MAarHUTHO-pe30HaHCHOH ToMorpadueii (IIT/MPT), unu ux xomOunanuio. CoriacHO HEKOTO-
PBIM BapHaHTaM pEANH3alUN HACTOSIIETO M300peTeHHs MOTydeHHEe H300paXKCHHS BKIIOYACT BH3YyaTH3ALHIO
I19T.

Taxxe mpemIokeHs! criocoObl 0OHAPYKEHUS HAIMYHS WIM OTCYTCTBHS HEHpOIereHepaTHBHOTO aTOJIOTH-
YeCKOro IPOIecca, CBI3aHHOTO C 3-aMUIIONIHBIM OEJIKOM, Y CyObeKTa, BKIIIOYaloIie: BBeJCHUE (P PEKTUBHOTO
KOJIMYECTBA COEAWHEHHS, MECUEHHOTO H3JIydaTelieM ITO3UTPOHOB, OMICAHHOTO B HACTOSINEM JOKYMEHTE; MOJy-
YeHUs U300paskeHns1 ¢ 00Hapy)KEHHEM HallMuMsl MJIM OTCYTCTBHS arperaToB B-aMuiionsHoro Oenka y cyObeKTa;
1 oOHapy)KeHHE HAIWYH WIH OTCYTCTBHSI MATONOTHYECKOTO mporecca. CorlacHO HEKOTOPHIM BapHaHTaM pea-
JM3aliK HACTOSIIETO N300PETEHNsSI arperaThl MM MOHOMEPHI 3-aMHJIONTHOTO Oellka MPHUCYTCTBYIOT B TOJIOBHOM
MO3Te, MIEUYEHH, CepALe WIHN MBIIIAaX yKa3aHHOTO cyObekTa. COrIacHO HEKOTOPHIM BapHaHTaM peaiu3aliy Ha-
CTOSIIIETO N300pETEeHUs arperaThl B-aMHIONTHOTO OeJlka IPUCYTCTBYIOT B 0a3aJIbHBIX TaHTJIMAX, KOPE TOJIOBHO-
TO MO3Ta, THIIIOKAaMIIE WM B CTBOJIE TOJIOBHOTO MO3ra cy0bekTa. CortacHO HEKOTOPHIM BapHaHTaM peaii3aliy
HACTOAIIETO M300pPETCHHUS YKa3aHHBIN MAaTOJIOTHYECKUN TPOIECC MPEACTaBIsAeT co00i 00Je3Hh XaHTHHITOHA
(bX). CoriacHo HEKOTOPBIM BapHaHTaM peaau3alnuy HACTOSIIET0 H300peTeHHs] aKTHBHOCTh YKa3aHHOTO 3¢ dexk-
THUBHOTO KOJIMYECTBA YKa3aHHOTO BH3YaJHM3MPYIOIIETO areHTa cocTaBisieT oT npumepHo 0,1 no mpumepso 20
MKu. CornacHo HEKOTOPBIM BapHaHTaM peasiM3aliy HACTOSILIET0 N300peTeHHUs] aKTUBHOCTD yKa3aHHOTO 3¢ ¢ek-
THUBHOTO KOJIMYECTBA YKa3aHHOTO BH3YaJM3HMPYIOIIETo areHra cocrasysier npuMmepHo 10 MKu. CormacHo Heko-
TOPBIM BapHaHTaM peajH3alliy HACTOSIIET0 N300pETeHNUs YKa3aHHOE TOJTydeHHEe H300paKeHUsI BKIIFOUAET MO3H-
TpOHHO-dMHUCCHOHHYI0 ToMorpaduro (II9T), 19T, coBmemenHy0 ¢ KoMmmbioTepHO ToMorpadueit (ITDT/KT),
II9T, coBMemeHHyI0 ¢ MarHUTHO-pe3oHaHCHOU ToMorpadueit (I[IDT/MPT), wimm ux xomOuHanuto. CorjlacHO
HEKOTOPBIM BAapHAaHTAM peaji3allid HACTOAIIETO HM300pETeHHs IONydeHHe Hu300paxeHus Bimodaer [10T-
BU3YaITU3AIHIO.

B HacrosmeM JOKYMEHTE ONMCaHbl COEAVHEHHS, UMEIOUIME KUHETHKY CBs3blBaHMs ¢ arperatamu HTT
Oernka wiM B-aMUIIONIHOTO Oellka MOAXOASAILYIO sl TOTO, YTOOB! (DYHKIIMOHHPOBATh B KadecTBE () (EKTHBHBIX
BU3yanu3upymoonux areHros s arperatoB HTT Genka wnu arperatoB 3-ammtonanoro Oenka. K coennHenusM
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COTJIACHO HACTOSIIEMY H300pPETCHUIO, KOTOphIe OYyIyT ICHCTBOBAaTh KaK 3((EeKTUBHBIC BHU3YyaIM3HUPYIOIIHEC
arenThl s arperatoB HTT Genka, mpebsaBISIOTCS ClieAyIomue TpeOoBaHus: 1) BEICOKOE CPOJICTBO K arperaramM
6enka HTT; 2) HU3KOE CPOJCTBO K OMU3JIECKANTUM CTPYKTYpaMm; 3) MeUIeHHAs KHHETHKA JMCCOITUAIINH U3 arpe-
raroB Oenka HTT, uro ynoGHO BBIpakaTh dyepe3 KOHCTAHTY CKOPOCTH TUCCOIHALNH Kyigs, OTIPEACTICHHYIO B HH-
Kecnenyronien popmyie, rae A u B otHocsaTes k arperaty 6enka HTT u k BH3yanusupyromeMy areary, a Kqgn
MPEACTaBISIET COO0H KOHCTAHTY CKOPOCTH aCCOIHAIINH.

d[AB]/dt = Kassn[ A][B] - kaiss| AB]

Yactp mMo3ra, kotopas Hambosiee moasepkeHa bX u, ciemoBaTenbHO, Hanboee BEPOSTHO OYAET CoJep-
xkatb HTT GenkoBble aHOMAITUH, TIPECTABISACT COOOM TPYIITY HEPBHBIX KJICTOK Y OCHOBAHHS MO3Ta, H3BECTHOTO
1oJ1 00IIUM Ha3BaHHEM 0a3albHBIX TAHTIIMCB. ba3abHbIC TAHTIIUU OTBETCTBECHHBI 3 JABIKCHHS TEJIa, KOTOPBIMU
VIPABJISIOT MBIIIIBL, WIH "MOTOpHBIC MBIKEHUS". OCHOBHBIMH KOMIIOHEHTaMHU 0a3aJIbHBIX TAHTIIUCB SBIISIOTCS
XBOCTATOE PO M CKOPIIyNa (BMECTE M3BECTHBIC KaK CTPHATyM) M OJICHHBIN Imap (BHEIIHWE Y BHYTPEHHUE 00-
nact). B cocrar 0a3anbHBIX TaHTIIMEB YaCTO TAKKE BKITFOYAIOT YEPHYIO CYOCTAHIIMIO U CYOTATaMU4eCKOe SapO.

Tepmun "Ga3anpHbie TaHMTHU" OTHOCUTCS K TPYIINE MOJKOPKOBBIX sJCp, OTBEYAONIUX B IEPBYIO OUYCpPEb
3a yIpaBlIeHHE OBIDKEHHUSAMH, a TakKe UMEIOIINX IPYTHe PO, TaKMe KaK IBUTATENbHOE 00ydeHHE, MCIIOTHU-
TeNnbHBIC (DYHKIMM W TOBEICHHE, a Taroke aMoluu. HapymieHus B cetn Oa3ayIbHBIX TaHIJIMEB JIS)KAaT B OCHOBE
HECKOJBKUX JBUTATCIBHBIX paccTpoicTB. i1 HopMansHONW (GYHKIHMK 0a3albHBIX TAHTIHEB TPeOyeTcs TOHKas
HaCTpOiKa BO30yINMOCTH HEHPOHOB BHYTPH KaXXIOTO SIPa, YTOOBI OTIPEIEIUTh TOYHYIO CTEIICHb YCUIICHUS MIIN
TOPMOJKCHHS IBIKCHUS B KaXKIBIH KOHKPETHBI MOMEHT. JTO 00ecreunBaeTcs MOCPeACTBOM KOMITIEKCHOI op-
TaHW3aIUU CTPHATyMa, TAC¢ BO3OYIOMMOCTh CPETHHX IIHIHKOBBIX HEHPOHOB KOHTPOJIUPYETCS HECKOIbKHUMH
npeJ- U TOCTCHHANTHYCCKIMH MEXaHU3MaMH U WHTEPHEHPOHHON aKTHBHOCTBIO, a Takke oOecrieunBaeTcs He-
CKOJIbKAMU PEKYPPCHTHBIMU WIIM BHYTPCHHUMH IICTIIMHU 0a3abHBIX TaHIIIMEB. MOTOpHAS e 0a3albHBIX T'aH-
TJINEB UMEET JIBE TOYKU BXOJa, CTPUATYM U CyOTalIaMHUYECKOE PO, a TAKXKE BBIXOJ, BHYTPECHHIOK YacTh Oien-
HOTO I1apa, KOTOPBIH COCAMHEH C KOPOU TOJIOBHOTO MO3TY Uepe3 MOTOPHEIH Tanamyc. B HacTosmeM JoKyMeHTe
MPEJIIOKEHBI CIOCOOBI BH3YaIN3alliy YaCTH MO3ra CyOhEKTa, BKIFOUYAIOIINE BBEICHHE COCIUHCHUS, MCUCHHOTO
M3JTy4aTesieM MO3UTPOHOB, OIMMCAHHOTO B HACTOSIIEM JOKYMEHTE, CYOBEKTy, HAalIpUMep B COCYIHCTYIO CHCTEMY
cy0OBeKTa, OTKy/la YKa3aHHOE COCIMHEHHE MPOXOANT uepe3 remMarodHIedammaeckuii 6apbep, U MOCIeAYIOMEro
TIOJY9IEHUS H300paKeHHUS 1T0 MEHBIIEH Mepe JacTH TOJIOBHOTO MO3Ta CyOBEKTa, B KOTOPOH paclpeesieHo yKa-
3aHHOE COCIMHEHUE.

Taxxe npemoxeHsl hapMareBTHIECKHEe KOMIIO3UIINH, cofepkanme 3 peKTuBHOe KOTNIEeCTBO COSAUHE-
HUSI, MCUCHHOTO M3JIy9aTesIeM IMO3UTPOHOB, OIMMCAHHOTO B HACTOSAIIEM JOKYMEHTE, MM €r0 COJM, COBMECTHO C
OJTHUM HJIM HECKOJILKAMU (PapMaIieBTUICCKH MPUEMIIEMBIMU BCIIOMOTATEIbHBIMY BEIICCTBAMH, HATIOJHUTCIISIMU
Wwin pa30aBUTENIMHU. BH3yalIu3upyrommid areHT Wi ero (papMameBTHYSCKYH) KOMITO3HIIMI0 MOXHO BBOJHTH
CyOBEKTYy, HY)KIAIOMEMYCs B JICYSHUH, JFOOBIM MOIXOASIINM criocoOoM BBeacHus. CrocoObl BBEICHHUS MOTYT
BKITIOYATh, HAPUMEP, MAPEHTEPATLHOE BBEICHHE (B TOM YHCJIE ITOJIKOKHOE, BHYTPUMBIIICYHOE, BHYTPHBCHHOE,
IpY TIOMOIIH, HATIPUMED, KaleIbHOTO BIMBaHUA). Jpyrue MpUroIHbie CIIOCOOBI BBEICHUS BKIIOYAIOT (HO HE
OTPAaHUYUBAIOTCS UMH) TIIEPOPATBFHOE, PEKTAIbHOE, Ha3alIbHOE, MECTHOE (B TOM YHUCIIC TPAHCOYKKAIbHOE U CYO-
JUHTBAJIbHOE), HH(Y3HUIO, BarMHAJIBHOE, BHYTPUKOKHOE, HHTPAIIEpUTOHEAIbHOE, HHTPaKpaHHaJIbHOE, HHTpPAaTe-
KaJbHOE M SMUIYPaJbHOE BBEJCHNE WM BBEIICHHE ITyTEM IEPOPATbHOM WM Ha3aJIbHOW HMHTANSAINH, TIPH TIOMO-
IIIH, HATPAMeEp, PACTIBUIATEINS WIH HHTAIATOpA, WIH C TIOMOIIBIO HMIUTAHTATA.

Busyanmsupyromuii areHT win ero (papManeBTHUECKYI0 KOMIO3HUIIUI0 MOKHO TaK)Ke BBOAWTH IIPH ITOMO-
A MUKpocdep, JTUITOCOM, APYTUX CHCTEM JOCTaBKH, MUKPOYACTHUI] WIIA COCTABOB C 3aMEIJICHHBIM BBEICBOOOXK-
JICHHEM, TIOMCIICHHBIX B HEKOTOPBIC TKAHW, BKIIFOYAst KPOBb. [loJxonsmue mpuMepbl HOCUTEICH C 3aMe ICH-
HBIM BBICBOOOXICHUECM BKJIFOYAIOT MOJTYMPOHUIIAEMBIC ITOJIMMEPHBIC MATPHUIIBI B BUAC M3BECTHBIX M3JICIUH, Ha-
TIpUMEp CYMIO3UTOPUH WIIA MHUKPOKAICYIBL. [I[pUMepsl METOAMK U MPOTOKOJIOB, YIIOMSHYTHIX BBIIIC, U IPYTUE
METOJMKH M TPOTOKOJBI, KOTOPEIC MOXKHO NMPHUMEHATH COTJIACHO HACTOSINEMY H300pPETCHHIO, MOKHO HalTH B
Remington's Pharmaceutical Sciences, 18th edition, Gennaro, A.R., Lippincott Williams & Wilkins; 20th edition
(Dec. 15, 2000) ISBN 0-912734-04-3 u Pharmaceutical Dosage Forms and Drug Delivery Systems; Ansel, N.C.
et al. 7th Edition ISBN 0-683305-72-7, conepkaHue KOTOPBIX MOJHOCTHIO BKIIOYEHO B HACTOSIIEE OIHMCAHUE
MOCPENICTBOM CCHUIKH.

Taxxe mpemTokeHO TPUMEHEHHE COSOUHEHNH, MEUEHHBIX M3IydaTeIsIMA TO3UTPOHOB, ONMMCAHHBIX B Ha-
CTOSIIEM JOKYyMEHTE, JJIS MOJNyYeHHsS BU3YATH3UPYIOIIETO areHTa JUIsi MPUMEHEHHS B CIIOCOOE JHarHOCTHUKU
WHINBUAYYMA.

[IpemmoskeHsl CHOCOOBI TONYYEHHS OHATHOCTUYECKHX H300paKeHHH, BKIIOYAIOMIME TIO3UTPOHHO-
smuccronnyto Tomorpaduio (II9T). IIDT BrimovaeT BBeJCHUE TO3UTPOHHO-M3ITYHaIOIero paanodapmmpenapa-
Ta cyowekTy. [locne Toro kak pamuodapmrmpenapar ObUT BBIICPKAH B TEYCHUE JOCTATOYHOTO KOJMYECTBA BpE-
MEHH JJI1 TOTO, YTOOBI CBS3aThCS C MHTEPECYIOMICH IIeTbI0, CYOBEKTa MOMEIIAIOT BHYTPh CKAaHUPYIOIIETO YCT-
pO¥iCTBa, COCPIKAIIETO KOJBIIO CHUHTHILIAIIMOHHBIX ETEKTOPOB. M3IyyaeMble MO3UTPOHEI POXOISAT KOPOTKUE
(M30TOMHO-3aBUCUMBIC) PACCTOSHIS Yepe3 TKaHb CYOBEKTa JO MOMEHTA B3aUMOJICHCTBHS C DIICKTPOHOM. B3am-
MOJICHCTBE aHHUTHIMPYET KaK AJIEKTPOH, TaK W MO3UTPOH, C MONyYCHHEM Haphl (POTOHOB, IBIDKYIIUXCS B
MIPUMEPHO TPOTHUBOIIOJIOKHBIX HampaBieHUsIX. OHI 00HAPYKUBAIOTCS TOTA, KOTIa JOCTHTAIOT CIMHTIIIIATOpA
B CKaHHPYIOIIEM ycTpoiicTBe. DOTOHBI, KOTOPHIE MPHOBIBAIOT HE MAapaMu, HTHOPUPYIOTCS. Takke MpeaiosKeHbI
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CHOCOOBI MONTyYeHHs TUATHOCTUYECKUX M300paxkeHud, Brirovatomue [13T ¢ oMHOBpeMEHHOW KOMITBIOTEPHOM
tomorpadueit (II9T/KT) nnm ¢ onHOBpeMeHHOH MarHUTHO-pe3oHaHcHO# Tomorpaduer (IIDT/MPT). Kommnbio-
TepHasi ToMOrpadusl UCTOIB3yeT PEHTICHOBCKUE JTYYH IS OTOOpaKeHUS CTPYKTYPHI MO3Tra, B TO BpeMs Kak
MarHUTHO-PE30HAHCHAs TOMOTPaQ¥s HUCIOIB3yeT MAarHUTHEIC TIOJIS M PaAHOBOJIHEL. J[pyrre npuMeHeHns BU3ya-
JM3UPYIONIUX areHTOB U CIIOCOOOB, ONMCAHHBIX B HACTOSIIEM JOKYMEHTE, CTAHYT OYEBHIHBIMHU [UIS CTICIIHAIH-
CTOB B IaHHOH 00JIACTH TEXHUKH I10CJIE O3HAKOMJICHHSI C HACTOSIIIIM OTIMCAHNEM, CPEIH IPOUero.

Kak OynmeTr moHATHO, CTaIWU CIIOCOOOB, OIMMCAHHBIX B HACTOSIIEM JOKyMEHTE, He TpeOyeTcsl BBIOIHATH
Kakoe-Tr00 OIpeesieHHOe KOIMYECTBO Pa3 WM B KaKOH-TMOO ONpeIeeHHON MOCIeI0BaTeIbHOCTH. JlOTOIHH-
TENIBHBIC LEJH, TPEUMYILECTBA 1 HOBBIE MPU3HAKH N300PETCHUS CTAaHyT OYEBHIHBIMU /IS CHEMAIICTOB B JIaH-
HOHM 00JIaCTH TEXHMKH IOCIIE U3YyUYECHUS CIEAYIONINX NPUMEPOB, KOTOPHIE MPEICTaBICHbI UCKIIOUNUTEIBHO B HII-
JIOCTPATHBHBIX EJSIX M HEe NMPeAHa3HaYeHBI JJIsl OTpaHUYeHUsS] 00beMa HacTOSAIIEero H300peTeHNSI.

IIpumepsr

KomMmepuecku TocTynHBIE peareHThl U pacTBOpPHUTENH (cTeneHu yrctoTsl st BOXKX") ucnonszoBanu 6e3
nononHuTeNnbHOM ounctkn. Crextpsl 'H SIMP peructpuposamu Ha cnextpomerpe Bruker DRX 500 MI'y wmn
cnekrpomerpe Bruker DPX 250 MI'1 B neliTepipOBaHHBIX pacTBOPHUTENSIX. XUMHYECKHE CIBUTH O BHIPAKCHBI B
gacTsaxX Ha MILTHOH (ppm). CHibHYI0 KaTHOHOOOMeHHYI0 xpoMmaTtorpaduro (SCX) npoomwmm Ha Biotage Iso-
lute Flash SCX-2, 3arpy»xas obpasern B METaHOIIE, H SITIONPOBAIN METAHOJIOM, a 3aTeM 5% aMMHaKOM B METaHO-
Je.

Anamurraeckyio BOXKX-MC (METCR1278) npoBogwim Ha cuctemax Shimadzu LCMS-2010EV ¢ npu-
MEHECHHEM KOJIOHOK ¢ oOpareHHol (asoit Atlantis dC18 (3 mxm, 2,1 x 50 mm), rpaauent 5-100% B (A = Bo-
1a/0,1% wmypaBbpuHas kuciora, B = ameronutpmin/0,1% MypaBbrnHas KHCIOTa) B TeUeHHE 3 MHH, BBOIMMBIN
o6weM 3 MK, oobeMHas mogada = 1,0 Mia/MuH. YD-CIIEKTphl PETUCTPUPOBAIN TIpH 215 HM ¢ UCTIOIB30BAaHUEM
dbortonerexkTopa SPD-M20A ¢ muomHo# Matpurieli. Macc-crieKTphl ObLUTH MOJIYYeHBI B quana3zone m/z ot 150 o
850 mpu wacrore auckpeTu3anuu 2 ckaHupoBanus B 1 ¢ ¢ momompro LCMS2010EV. lanHbie 0000mmamyu u ro-
TOBWJIN OTYET C MTOMOIIBIO IporpaMMHoro odecniedenust Shimadzu LCMS-Solutions u Port.

Amnamtnueckyto BOXKX-MC (METCR1673) npoBoaunu Ha cucrtemax Shimadzu LCMS-2010EV ¢ npu-
MEHEHHEM KOJIOHOK ¢ oOparnenHol (azoi Supelco Ascentis Express (2,7 Mxwm, 2,1 x 30 mm), rpaguent 5-100%
B (A = Bona/0,1% wmypaBsuHas kuciota, B = aneronutpni/0,1 % MypaBbHHas KHCIIOTa) B TeueHue 1,6 MUH,
BBOJMMBIN 00beM 3 MKJI, o0beMHas nojgada =1,0 mur/muH. Y @-crieKkTphl perucTpupoBaiy npu 215 HM ¢ ucnons-
3oBanueM oronerekropa SPD-M20A ¢ anonHoi#t MaTpuneil. Macc-crieKTpbl OBUTH ITOJTy4YEHBI B JHana3oHe m/z
ot 100 g0 100 mpu gacTote auckpeTusanuu 2 ckanupoBanus B 1 ¢ ¢ momompio LCMS2010EV. JlanHbsie 0600-
IIaJTM ¥ TOTOBHJIM OTYET C TIOMOIIBIO IporpammHoro obecriedeHust Shimadzu LCMS-Solutions u Port.

B kauectBe anbTepHaTuBHI, aHamuTHIecKyto BOXKXX-MC (METCR1416) npoBoawimm Ha cuctemMax Shima-
dzu LCMS-2010EV ¢ npumeHeHneM KOJIOHOK ¢ oOpamieHHo#t ¢azoii Water Atlantis dC18 (3 mxm, 2,1 x 100
MM), TpaaueHT 5-100% B (A = Boma/0,1% mypaBbunas xuciorta, B = aneronntpnin/0,1 % MypaBpuHAs KHCIOTA)
B T€UCHHE 7 MUH, BBOIUMBIN 00beM 3 MKJI, 00beMHas nogada = 0,6 Mia/MuH. Y @-CIIeKTPHI perUCTPUPOBATH TIPH
215 uM ¢ ucnons3zoBanueM (oromerexkropa SPD-M20A ¢ muonHo# MaTpuieid. Macc-CIeKTphI ObIITH MTOJTYIESHBI
B nmana3zone m/z ot 150 o 850 npu yacToTe auckpernsanyu 2 ckanuposanus B 1 ¢ ¢ momomsio LCMS2010EV.
JanHple 000001aIM ¥ TOTOBHIIM OTYET C MOMOLIBIO IporpaMMHoro obecriedenust Shimadzu LCMS-Solutions u
Port.

B xauectBe anbrepHaTuBbl, aHanuTHueckyo BOXKX-MC (Met-YBOXXX uHPLC-AB-101) nmpoBoaunu Ha
cucreme Waters Acquity UPLC ¢ netekropamu Waters PDA u ELS ¢ ucnonszoBanuem komonku Phenomenex
Kinetex-XB C-18, (1,7 mxM, 2,1 x 100 mm npu temnepatype kononku 40°C, rpamuent 5-100% B (A = Bo-
na/0,1% MypaBbuHas kucnora; B = aneronntpnin/0,1% MypaBbuHast KUCIIOTa) B TedeHue 5,3 MuH, a 3ateM 100%
B B Teuenue 0,5 muH, o0bemHas nogada = 0,6 Mi/MuH. Y D-CHIEKTPHI pETUCTPUPOBATH TP 215 HM ¢ UCTIONH30-
BaHneM Waters Acquity ¢ mroaHO# MaTpuriiei. Macc-CrieKTphl ObLUTH TTONTydeHBI B Arana3one m/z ot 150 mo 850
TIPH 9acTOTe MUCKPETH3ANK 5 CKaHupoBaHUi B 1 ¢ ¢ momomsio Waters SQD. Jlanaple 000011amu ¥ TOTOBHIN
OTYET ¢ TIOMOINIBIO MporpaMMHOro obecniedenuss Waters MassLynx n OpenLynx. Bce coenunaenus B mpumepax
nposBIAoT 9ucToTy KX > 95%, ecnu He ykazaHO WHOE.

-29 -



035646

KOMMep‘IGCKI/I JOCTYHHBIC COCTUHCHUS

Tabnumna 1

TTpum. Crpykrypa Mo Hassanue no Jaunbie XKX-MC
Macca IUPAC
:< 4-{[2-(4- Tr(MET-
7N xnopdenun)-1,3- YBOXX-AB-
1 o . 406,82 OeH30KCa30.1-5- 101) =3,89
h Q” un|kapGamonn}pen | munyT, (ESY) (M
HJ\@\ WJI auerar +H)* 407
Tr(MET-
o /<Io>_© N-(2-penun-1,3- VYBDXX-AB-
Vi
2 Q/LLE W 314,34 OeH30KCa30.1-5- 101)=3,55
W1)OeH3aMu g munyT, (ESY) (M
+H)' 315
s
Tr(MET-
4-merokcu-N-[2-(3-
VYBDXX-AB-
o merundenun)-1,3-
3 358,39 101) =2.86
6eH30KCca30N-5-
" munyT, (ES') (M
W w1|OGeH3aMu
+H)' 359
i £ Tr(MET-
s 2-merokcu-N-[2-(4-
YBOXX-AB-
METOKCU(EHIT )-
4 374,39 101)=3,85
S 1,3-6ensoxcazon-5-
) munyT, (ESY) (M
wii|6eHsaMu
+H)y' 375
1
<:./
Tr(MET-
4-merokcu-N-[2-(4-
47 VBDXX-AB-
METOKCH(EHIT)- )
5 374,39 101) = 3,56
. 1,3-6en3okcazon-S-
y munyT, (ESY) (M
wi|GeH3amu
+ Hy* 375
A
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o
Tr(MET-
g 3-merokcu-N-[2-(4-

YB2XX-AB-
METOKCH() EHILIT )-
6 37439 101) =364
N 1,3-0en3okcazon-5-
N munyT, (ESY) (M
ui|GeHsaMu
+H)' 375

Cnoco0 1.
Cxema crocoba 1

o ° o ° I\
Cramuss 1 o

Cramus 1, cioco6 1. 4-Metokcu-N-[2-(mupuaun-3-ni)-1,3-6eH30Kca3071-5-1m1|OeH3aM U I,

K mepemermmBaemomy pactBopy 2-(tmpuawH-3-mn)-1,3-6er3okcazon-S-amuna (53 mr, 0,25 MMoib) B IMH-
pumuae (1 mur) gobasmsum 4-metokcnoeH3omrxyopun (41 Mk, 0,293 MMOITB) U CMECh TIEPEMEITHBAIIN TTPH KOM-
HATHOW TemIieparype B TeueHue 16 4. 3arem mobasmsumk Bomy (10 Mur) M yka3aHHYIO CMeCh IEpeMeInBaIi B
teuenue 3 4. Ocaok OTHUILTPOBBIBAIH H PACTHPAIU C 00PaOOTKOM YIBTPAa3BYKOM B JTUITHIOBOM 3(HUpE C I0-
Jy4deHHueM 63 MT YKa3aHHOTO B 3aroJIOBKE COCTUHEHUS (BBIX0X 62%) B BUIe MOPOIIKa OSKEBOTO [[BETA.

Ipumep 1, cioco6 1. 4-Metokeu-N-[2-(mupuaus-3-mn)-1,3-0eH30Kkca305-5-11]OeH3aMu .

oy SAAMP (500 MI'r, AMCO) 10,29 (s, 1H), 9,36 (d,J = 1,7 I'u, 1H), 8,81 (dd, J =4,8, 1,6 'y, 1H), 8,54 (dt,
J=38,0,1,9 ', 1H), 8,32 (s, 1H), 8,00 (d, J = 8,8 'y, 2H), 7,82-7,77 (m, 2H), 7,66 (dd, ] = 7,9, 4,8 'y, 1H), 7,09
(d, J=8,8 I'm, 2H), 3,85 (s, 3H). Tr(MET-YB2XX-AB-101) = 2,73 mun, (ES") (M+H)" 346.
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pUMCEPLI NOJTyHaJIu COIJIaCHO CHOC06y 1, OINMMCAHHOMY BBIIIIC.

Tabnuma 2

Ip. CrpykTypa Mon. Haszsanne no JMannsie XKX-MC
Mmacca TUPAC
4-merokcu-N-[2- Tr(MET-
Q
i /@[ 7N (mupuaus-3-un)- [ YBOXX-AB-
1 gLH " ) 34535 13- 101)=2,73
T Gensokcason-5- | munyT, (ESY) (M
un|Gensamu g +H)* 346
4-meroxcu-N-[2- Tr(MET-
i /@[ ;>—@w (mupuauH-4-1)- YBOXX-AB-
2 /©)Lt T 345,35 13- 101)=2,57
i Gensokcazon-5- | mumyt, (ESY) (M
Wi | GeHsaMu g +H)" 346
2-penoxcu-N-|2- Tr(MET-
o ‘. (mupuauH-3-1)- VBOXX-AB-
A0
3 @/ 5 H i 345,36 1,3- 101)=2,94
Gensokcason-5- | munyT, (ES") (M
Wi|aneramMun +H)" 346
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N-|2-(mmpunus-
Tr(MET-
. 3-m)-1,3-
2 VBOXX-AB-
. 7 _ ) 6eH30KCa301-5-
T o 355,35 101)=3,17
nnl-1-
munyT, (ESY) (M
Oenzodypan-2-
+H)* 356
KapOOKCaMuU
N-[2-(tupuauna-
3em)-1.3- Tr(MET-
i /@[: 7N Gen30Kkca3on-5- VYBIXX-AB-
- o 384,32 wil-6- 101)=2,91
e
! (rpudropmerwn) | munyt, (ESY) (M
TP IHH-3- + H)" 385
KapOOKcaMua
N-|2-(mupuans- Tr(MET-
’\HI\ /@ ,}—@ 3n)-1,3- VBIXKX-AB-
R N H —n
| o " 367,37 | Oenzokcazon-5- 101)=3,12
wi|xuHOKcamnH- | munyT, (ESY) (M
2-kapBokcaMua + H)" 368
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6-penoxcu-N-[2-

Tr(MET-
(mupu auH-3-1)- ——
PN 7= 408,42 101)=3,23
- GeHsoKcason-5-
@ munyT, (ESY) (M
YT | IMPY IWH-3-
+ H)* 409
KapOOKCaMuUa
N-[2-(mmpuaus-
Tr(MET-
3-un)-1,3-
2 " AR YBOXKX-AB-
4 GeH30KCca30MI-3-
» \ VA= 359,34 101)=2,73
{ : wa]-2H-1,3-
° munyT, (ES) (M
OEH30IU0KCOI-
+ H)* 360
5-xapOoxcamu g
3-(OeH3UITOKCH )- Tr(MET-
@\/ . /@: P N-[2-(mmapuaus- YB3XX-AB-
\©)L 7 N\= | 421,46 3-um)-1,3- 101)=3,67
Genzokcazon-5- | munyt, (ESY) (M
wi|GeHsaMu g +H)" 422
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3-¢penoxcu-N-[2- Tr(MET-
. (upu quH-3 -101)- VBOXX-AB-
L0 ”
10 O/\O)K P\ 13- 101) = 3,66
Gensokcason-5- | munyT, (ESY) (M
un|OeH3amu +H)" 408
N-[2-(nupuaun- Tr(MET-
. /@}_@ 3-un)-1,3- YBOXKX-AB-
11 & = OEH30KCa30I-5- 101)= 3,59
wi|xuHomue-2- | mumyT, (ESY) (M
kapbokcaMu g + H)* 367
N-[2-(tpuaua-
3-um)-1,3- Tr(MET-
Genzoxcazon-5- YBOXX-AB-
12 Qj\!( un]-2,3- 101)=3,01
\@ JTUTHApo-1- munyT, (ES') (M
Gensodypan-2- +H)" 358

KapOoKcaMu
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S-merun-N-|2-

Tr(MET-
(mupuauH-3-1)-
o /@[“ 7 3 VBOXKX-AB-
13 NN 7 N\=s 330,35 ’ 101)=2.01
| " 6en3oKca3on-5-
i munyT, (ESY) (M
AT | IHpUAuH-3-
+H)* 331
KapOOKcaMua
N-[2-(tupuama- Tr(MET-
o /©Ec>—</j\> 3-m1)-1,3- YB2XX-AB-
14 EJQ)L & A=y 36737 | Gensoxcazon-5- 101)=2,39
= wi|xuHokcamme- | muHyT, (ESY) (M
6-xapboKcaMu +H)" 368
(E)-3-(4-
MeTOKCH(EHI )-
Tr(METCR1600)
. o — N-[2-(mapuans-
/(j[: ,}—@ =411 muHyT
15 Ty n W 371,40 3-un)-1,3-
" (ESH (M + H)
o BeH30KCca30T-5-
372
unjnpon-2-
eHaAMH T
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5-merokcu-N-|2-
Tr(MET-
(mrpuauH-3-1)-
o /@:"@ 13 YBOXX-AB-
p 3-
16 2y o N =i 346,35 101)=2,93
| 1= 6en3oxcason-5-
s = munyT, (ESY) (M
W |IHpUARH-2-
+H) 347
KapOoKcaMu
3-tmano-N-[2- Tr(MET-
/Y QD\ . (mupuauH-3-1)- YB3XX-AB-
P
17 = " :)J@// 340,34 1,3- 101)=2,72
Gensokcason-5- | munyt, (ESY) (M
wi|GeHsaMu +H)" 341
4-
(MeTuncynbdhanu Tr(MET-
o /@3_@ )-N-[2- YB3XX-AB-
Vi
18 /d\u u = 361,42 | (nupuauH-3-mi)- 101)=3,09
T 1,3- munyT, (ES*) (M
OeH30KCca30-5- +H)* 362
i |Genzamu g
6ensun N-[2- Tr(MET-
15}
o (mupuaus-3-un)- [ YBOXX-AB-
J 00
19 @/\o : i | 34536 13- 101)=3,24
Gensokcason-5- | munyT, (ESY) (M
wi|kapbamar +H)* 346

Cnoco0 2.
Cxema crocoba 2

OO —
\ H,N N =N

Cramus 1

LI

coequnenue (13,8 mr, Berxoa 18%) B BUe TBEpIOTO BEIIESCTBA OCIIOTO I[BETA.
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Cramus 1, cioco6 2. N-[(4-Metokcudennn)mernn |-2-(mupuant-3-ui)-1,3-6eH30kca30-5-aMuH.

K mepememmBaemoii cycniensnn 2-(mupuanH-3-wmn)-1,3-6en3okcason-S-amuna (50 mr, 0,24 mmons) B 1,2-
nmuxiopatade (1 mi) mo6asnsmu 4-meTokcubensanpaeruy (32 mr, 0,24 MMOJIb) C MOCIEAYIOIUM NOO0aBICHHEM
TpHuanerokcubopruapuna Harpus (60 mr, 0,28 MMoOIB), 3aTeM CMeCh TIepeMEIINBAII TIPH KOMHATHOH TeMIiepa-
Type B TeueHue Houn. CMech oOpabaTeiBau TpuarneTokcubopruapuaoM Hatpus (60 mr, 0,28 MMOIB) U yKCyC-
Ho# kucnoroi (0,026 mi, 0,47 MMonb) 1 nepemennBany npu temneparype 40°C B teuenue 48 4. 3atemM cMech
pasbasisun STIaneraToM (20 mir), mpoMbIBaIX BOIo# (15 MIT) M HACBIICHHBIM PacTBOPOM OWKapOOHATa Ha-
Tpus (15 mim). OpraHuYecKuil IKCTPAKT CYIIWIN Hal Cylb()aToM HATpus, GUIGTPOBAIA M KOHICHTPHPOBAIH.
[Mocne ouncTky npu nomomy npenaparuBHo BOXKX (ameToHHTpHIi/Bosa) MOMydann yKa3aHHOE B 3arOJIOBKE
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[Mpumep 1, cnocod 2. N-[(4-Metokcudennn)mermn]-2-(upuaus-3-mi)-1,3-6eH30Kca30i1-5-aMuH.

dy SAAMP (500 MI'y, AMCO) 9,26 (dd, J = 2,2, 0,6 T'n, 1H), 8,75 (dd, J = 4,8, 1,6 I'n, 1H), 8,44 (dt, J = 8,0,
1,9 I'u, 1H), 7,61 (ddd, J = 8,0, 4,8, 0,7 I'u, 1H), 7,54-7,45 (m, 1H), 7,33 (d, J = 8,6 I'y, 2H), 6,93-6,85 (m, 2H),
6,84-6,76 (m, 2H), 6,34 (t, ] = 5,9 'y, 1H), 4,24 (d, J = 5,9 I'y, 2H), 3,72 (s, 2H). Tr((MET-YB3XX-AB-101) =
2,98 mum, (ES") (M+H)" 332.

Criegyromuii mpuMep MOTydaId COTIIACHO CTIOCO0y 2, OMMCaHHOMY BBIIIIE.

Tab6muma 3
TTpum. Ctpykrypa Mou. Hazpanue no Hannsle XKX-MC
Macca IUPAC
N-[(4-
merokcupermmm | Tr(MET-YBOXX-
/@: )—@ erH]-2- AB-101)=2,98
1 /@/\ i &1 331,37 §
~, (mupuauH-3-wi)- | munyt, (ESY) (M +
1,3-6Gensokcason- H)" 332
5-aMuH
Crmioco6 3.
Cxema crniocoba 3
N7 OH © i Q:O/
AL T ¢ — O)k
Crazums 1 N

Cranus 1, cioco6 3. 6-Metokeu-N-[2-(3-metundenun)-1,3-0eH30Kca30I1-5-1T [TUPUARH-3 -KapOOKCAMUJI.

K nepememmBaemoii cycrieH3nu 6-MeTOKCHUNUPUANH-3-kapOoHOBoH kucnotsl (75 mr, 0,49 MMoib) B au-
xyiopmertane (1 M) mo6asmsmu 1-xy0p-N,N-2-tpumerninpon-1-en-1-amun (71 Mk, 0,54 mmons). CMech miepe-
MEIIMBAIIN TIPY KOMHATHOH TeMriepaType B TeueHue 2 4. 3ateM aobasmsin 2-(3-metmndenmn)-1,3-6eH30Kkca3o-
5-amun (100 mr, 0,45 MMoITB) ¢ OCIeAyOMUM n1oOaBIeHuEM TprdTHIamMuHA (68 MK, 0,49 MMmons). CMech Tie-
pEMeNMBaIy MpU KOMHATHOH Temmieparype B Tedenue 60 4. K cMecn mobaBmisuim Boxy (5 M) ¥ OTIEISIITN Oopra-
HUYECKHUH ciIoi. BoaHbIN cI0M MBaX bl SKCTparupoBalid quxjopMeraHoM (5 mir). Opranudeckue clion 00bean-
HSUTA ¥ TIPOMBIBAJIM HACBHIIICHHBIM BOTHBIM pacTBOpoM KapOonata kamus (5 mu). Ilocine o4ucTKH IpH MTOMOIIN
KOJIOHOYHOH umaiI-xpomarorpadun (cunukarenb, 0-20% sTunaneTar B TUXJIOpMETaHe) U pacTHpPaHUsl ¢ MUHHU-
MaJIbHBIM KOJIMYECTBOM JHUITHIOBOTO 3(hupa moaydand 24 Mr yka3aHHOTO B 3arojOBKE COCIUHEHHMS (BBIXOX
15%) B BHzEe TBEpIOTO BEIIECCTBA OEIIOTO I[BETA.

IMpumep 1 cnocob 3. 6-Metokcu-N-[2-(3-meTmndennn)-1,3-6eH30Kca301-5-1iI | HIUpUIHH-3-KapOoKcaMu L.

oy AMP (500 MI', AMCO) 10,42 (s, 1H), 8,82 (d, J =2,4 I'n, 1H), 8,27 (d, J = 8,4 ', 2H), 8,04 (s, 1H),
8,01 (d,J=7,6Tn, 1H),7,77 (d,J=8,8 ', 1H), 7,73 (dd, J =8,8, 1,9 I';, 1H), 7,51 (t, ] =7,6 'y, 1H), 7,46 (d,
J=7,6Tn, 1H), 6,98 (d, J = 8,7 I'u, 1H), 3,95 (s, 3H), 2,44 (s, 3H). Tr(MET-YB3XXX-AB-101) = 3,68 mu=,
(ES") (M+H)" 360.
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CHGIIYIOHII/IG MMPpUMEPLI NOJTy4aJIu COIJIaCHO CHOCO6y 3, OIMMMCAaHHOMY BBIIIIC.

kapOokcamu g

Tabnuma 4
Ip. Crpyxrypa Moua. Haspanue no Haunsie XKX-MC
Mmacca TUPAC

6-MeTOKCH-N-[2-

3 0 ) Tr(MET-YBOXX-
0 -MeTuI(eHu)-

L0 AB-101) = 3,68

1 Y ( 359,38 | 1,3-6en30Kkcazoi-

NP ) muHyT, (ESY) (M +
5-un|nupuaus-3-

H)" 360
kapOoKcaMu

5-merokcu-N-[2-

Tr(MET-YB2XX-
. o (3-metwndenin)-

I@[, AB-101) = 4,09

2 =" 1 " 359,38 | 1,3-6ensokcaszo-

AU munyT, (ESY) (M +
° S-un|nupuaus-2-

H)' 360

2-mMeToKcu-N-[2-

(3-meTundenmn)-

i /@:o/ 1,3-6eH30KCa3071-
3 H;E)Lu H 360.37
\_QJQ\N 5-

W | IUPUMU U H-

S-xapbokcamun

Tr(MET-YB2XX-
AB-101) =336
muHyT, (ESY) (M +
H)" 361

5-merokcu-N-|2-
(3-metwndenin)-
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| H
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AB-101) = 4,05
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H)* 361
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Cramus 1, cioco6 4. N-(5-bpom-2-xiaopnupuanH-3-wi)-3-MeTHIIOeH3aM U,

K nepemermmBaemMoMy pactBopy S-Opom-2-xnopnupuana-3-amuaa (500 mr, 2,41 MMonb) B upuauHe (5

M) ipu Temneparype 0°C moGasmsmn 3-metmnodenzonaxiaopua (410 mr, 2,65 MMonb). CMech mepeMenMBaiIn
pu KOMHATHOU TemmepaTtype B Tedenne 1 4. K ykazannoit cmecu mobasmsumm Boay (50 mur). Ocamok GuibTpo-
BaJIM 1 TIPOMBIBAIA BOJOH C MoiydeHHEeM 653 MTr yKa3aHHOTO B 3arOJIOBKE coeanHeHHs (BbIXon 83%) B BHIE
TBEPAOTO BelecTBa MouTu Oenoro meeta. oy AMP (250 MI'n, IMCO) 10,28 (s, 1H), 8,49 (d, J = 2,3 T'n, 1H),
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8,39 (d, J =2,3 I'y, 1H), 7,85-7,70 (m, 2H), 7,45 (d, J = 5,2 ', 2H), 2,41 (s, 3H). Tr((MMETCR1278) = 2,25 mMun
(ES") (M+H)" 325/327.

Cramus 2, cioco6 4. 6-bpom-2-(3-metundennn)-[ 1,3 ]okcazono[5,4-b]mupunus.

K cmecu N-(5-6pom-2-xmopriupunui-3-wn)-3-metmndenzamua (200 mr, 0,61 Mmmons), ioguna menu(l) (6
mr, 0,03 mmons), N,N'-agumernnitan-1,2-nuamuna (7 mxa, 0,06 mmons) u kapOonata kamus (170 mr, 1,23
MMouTb) mobasmsum 1,4-muokcan (1 mur). Yka3aHHYIO PEakIMOHHYIO CMECh MEePEMENINBAIN TIPY HarpeBaHUH C
00paTHBIM XOJIOAWILHUKOM B TedeHue 24 4. CMech T00aBISIN K pa30aBIeHHOMY BOJHOMY PacTBOPY aMMHaKa
(100 mm). Bogssrii cnoit skcrparuposainu stmwianeratoM (3 x 100 mur). Cioun sTrinaneraTa 00beJUHSIIN, CYLIHIIH
Haj Ccynb(aToM HATPHS W KOHICHTPUPOBAJIH ¢ TModydeHreM 120 MT yka3aHHOTO B 3aroJIOBKE COSAMHEHUS (BBI-
x01 67%) B BHIC TBEpJOTrO BemecTBa OexeBoro 1Beta. oy SAMP (500 MI'n, AMCO) 8,59 (d, J = 2,1 T'u, 1H),
8,51 (d, J=2,1Tmu, 1H), 8,07-7,99 (m, 2H), 7,53 (q, J = 7,7 I'y, 2H), 2,45 (s, 3H). Tr(METCR1278) = 2,58 mMun
(ES") (M+H)" 289/291.

Cranus 3, cioco0 4. 2-(3-Metundenun)-[1,3Joxcazono[ 5,4-bmupuanH-6-amun.

CwMmech 6-0pom-2-(3-meTrndenun)-| 1,3 ]okcazono[5,4-blmupununa (230 mr, 0,8 MMoITh), THEHIITMETaHU-
muHa (217 mr, 1,19 Mmons), Tpuc-(qubensnnmuaeHaneToH)unauiaausi(0) (44 mr, 0,05 mMons), 9,9-numerni-
9H-kcanTen-4,5-nunn)-6uc-(mudenmndocdan) (41 mr, 0,07 mmons) u kapbonara nesus (415 mr, 1,27 mmoins) B
N,N-aumernnaneramuze (2 M) nepeMemmuBain B atmocgepe azora npu temmneparype 120°C B teuenue 16 .
YkazaHHYIO CMECh OXJIaXIaIi 10 KOMHATHOW TeMIepaTyphl U 100aBIsuii Boxy (50 mir). 3aTeM cMech 3KCTparu-
poBaim stunaneraroM (3 x 25 mir). O0beANHEHHBIE OPTraHUYECKHE CJION CYIIMIIN HaJ CYIb()aToM HATPHs, QHIb-
TpOBaJIM U KOHIEHTpUpoBaiu. OCTaToOK pacTBOpsIM B TeTparuapodypane (5 mur) u cMech oopadarbBamu 2 N
PacTBOPOM COJITHOM KUCJIOTOM (2 MiT). CMech TiepeMeNINBav P KOMHATHOW TeMIieparype B Teuenue 1 4. He-
OYHIIICHHBIN TIPOIYKT OYHUIIAIHN TIPH IIOMOIIN CHIIBHON KaTHoHOOOMeHHOH xpomaTorpaduu (SCX) u pactupanu
¢ MATHIOBBIM 3upom. 20 Mr 13 123 MT OYHIIIAIN TIPH TIOMOIIH KOJIOHOYHOU (udII-XpoMaTorpauu (CHIUKa-
rens, 0-5% sTunameraT B AUXJIOPMETaHE) C MOTyYeHHEM |4 MTI yKa3aHHOTO B 3ar0JIOBKE COCTMHEHUS (BBIXOJ
8%) B BUJIE TBEPAOTO BEIIECTBA JKEJITOT'O LIBETA.

oy AMP (500 MTI'm, IMCO) 8,04-7,89 (m, 2H), 7,72 (d, J = 2,5 I'u, 1H), 7,56-7,42 (m, 2H), 7,31 (d, J =
2,5 Tn, 1H), 5,36 (s, 2H), 2,43 (s, 3H). Tr(MET-YBDXX-AB-101) = 2,54 mun, (ES") (M+H)" 226.

Cranus 4, cioco6 4. 4-Metoken-N-[2-(3-metmndennn)-[ 1,3 Jokcazomno[ 5,4-bmupuanH-6-wi |0eH3aMUI.

K nepememmBaemomy pactBopy 2-(3-metundenun)-[1,3]okcazono[5,4-b|nupuann-6-amuna (0,249 Mmois)
B mupuaune (1 ) go6asmsm 4-metokcubeH3ommxmopun (41 mxir, 0,293 MMONB) U YKa3aHHYIO CMECh TIepeMe-
IIMBaJIM TIPH KOMHATHOH Temrepatype B TeueHue 16 4. JJodasmsmu Boxy (10 Mi1) 1 cMech 9KCTparupoBaliv 3TH-
nanetatoM (3 x 10 mir). OObeqMHEHHBIE OpPraHUYECKHE SKCTPAKTHI CYIIMIN HaA Cylb(paToM HaTpusi, GUILTPO-
BN M KOHIEHTpUpPOBaiH. [locie ouMCTKY NpH MOMOIIM KOJIOHOYHOW (ummI-xpoMarorpadun (cuimkarens, 0-
20% sTHameTaT B JUXJIOPMETaHEe) MOIYJIadl 55 MT yKa3aHHOTO B 3aTOJIOBKE COeIAMHEHUS (BBIX0A 52%) B BUIE
MmopoT1IKa 6eIoro IBeTa.

IIpumep 1, crioco6 4. 4-Metokcu-N-[2-(3-metmndennn)-[ 1,3]okcazomno[5,4-b | nupuanH-6-mi|6eH3aMuI.

Sy SAIMP (500 MI'y, IMCO) 10,47 (s, 1H), 8,67 (d, J =2,3 ', 1H), 8,62 (d, J = 2,3 T', 1H), 8,10-7,94 (m,
4H), 7,58-7,44 (m, 2H), 7,15-7,05 (m, 2H), 3,86 (s, 3H), 2,45 (s, 3H).

Tr(MET-YB2XX-AB-101) = 3,64 mun, (ES") (M+H)" 360.

Crieayromuii mpuMep MOTydalId COTIIACHO CTIOc0o0y 4, OTMMCaHHOMY BBIIIIE.

Tabnuma 5
TTpum. Crpykrypa Mo Hazpanue mo Hannsre XX-MC

macca TUPAC

4-meroxcu-N-[2-(3-
Tr(MET-YB3XX-

P MeTHIh eHIT)-
P g )—Q AB-101) = 3,64
1 T 359,38 [1,3]okcazomno[5,4-
N munyT, (ES") (M +
| b|nupuaun-6-
H)* 360

nn|6eH3amMus

Crmoco6 5.
Cxema criocoba 5

OH
o o0
Q ¢ 0O oyt
o & " = Crazms 1 ~o
/

Cranus 1, cioco0 5. 5-(4-Metokcudenmn)-2-(nmupunus-3-m)-1,3-0eH30Kca3o.
4-MetokcupeHunoopoHoByo kucioty (61 mr, 0,4 MMoins) U 5-6pom-2-(3-upununim)-1,3-6eH30Kca30
(100 wmr, 0,36 MMmoIb) pacTBopsun B 1,4-1rokcaHe (2 Mi1) B aTMOocdepe a3oTa B TepMETHYHO 3aKPBITON ITpoOup-
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ke. lobasmsiim 2 M pactBop kapOonara natpust (0,36 mui, 0,73 MMOJIB) ¢ TOCIEyIOIIUM JT00aBICHUEM TETpa-
kuc(tpudpenmipochun)namiaausa(0) (21 mr, 0,018 mmons) u cmeck nepemennBanu npu temneparype 110°C B
TeYeHHE HOYHM. YKa3aHHYIO CMECh OXJIAKIAIH 10 KOMHATHOW TeMITepaTypbl, pa3oaBisuu Boaoi (15 mir) u akcT-
parupoBanu stunaneratoM (2x15 mur). OObeqMHEHHBIE OPraHUYECKHE 3KCTPAKTHI CYIIMIN Hal CyJIb(paToM Ha-
Tpus, GUIBTPOBATN W KOHICHTPHUPOBANH. llocie OYMCTKHM MpH MOMOIIM KOJOHOYHOH (III-XpomaTorpadun
(cunmmkarens, 0-70% sTumaneTar B TeNTaHE) MONyYald 74 MI yYKa3aHHOTO B 3ar0JIOBKE COEOMHEHHS (BBIXOJ
67%) B BUJE TBEpIOTO BellecTBa OEI0ro 1BETA.

IIpumep 1, criocob 5. 5-(4-Metokcudennn)-2-(mupuana-3-mn)-1,3-6eH30Kkca3om.

Sy SIMP (500 MI'n, xnmopodopm) 9,50 (s, 1H), 8,78 (d, J = 4,0 I', 1H), 8,54 (dt, J = 8,0, 1,9 I'u, 1H), 7,94
(d,J=1,3Tu, 1H), 7,64 (d, J = 8,4 I'u, 1H), 7,62-7,54 (m, 3H), 7,50 (dd, J = 7.9, 4,9 I'y, 1H), 7,05-6,98 (m,
2H), 3,87 (s, 3H). Tr(MET-YB2XXX-AB-101) = 3,58 mun, (ES") (M+H)" 303.

Crenyrommuii npuMep MojIydaiy COTIacHO croco0y 5, OMMCaHHOMY BBIIIIE.

Tabnuma 6
ITpum. Crpykrypa Moz. | Hassanme nmo IUPAC Hannsie XKX-MC
Macca
o Tr(MET-YBOXX-
>_</j\> 5-(4-meroxcudenn)-
Z N — AB-101) =358
1 | 302,33 | 2-(mmpuguH-3-m)-
e munyT, (ESY) (M +
‘ 1,3-6en30Kca3on
H)* 303

Croco6 6.
Cxema crocoba 6

T - 0 — OO
/@

Crazus 1

Cranus 1, cioco6 6. N-(4-Metokcudenmn)-2-(nmupuans-3-min)-1,3-6eH30Kca30i1-5-aMuH.

B mpoOupky s TpoBeNeHHS peaknuii MOA JaBJIeHHEM 3arpyxamd 9,9-mumermn-9H-kcanren-4,5-
nunn)ouc-(mudenmndocdan) (32 mr, 0,055 mmons), Tpuc-(anbeH3wHaeHAeTOH ) aumamutaguii(0) (17 mr, 0,018
MMoOJTb) U 1,4-nrokcan (2 Mir). YKa3aHHYIO CMeCh JIETra3upoBajIy C UCTIOJIh30BaHUEM TOTOKA a30Ta B TeueHue 10
MUH. 3aTeM cMech HarpeBaiu npu Temrepatrype 110°C B TeyeHrne | MUH W OXJaKIaIH 10 KOMHATHOH TeMIiepa-
Typhl. B atmocdepe azora nobasisum n-aHu3uauH(25 mr, 0,2 MMois), 2-(mupuauH-3-mi)-1,3-6eH30Kkca3zo-5-
amuH (50 mr, 0,18 Mmons) 1 kap6onat ne3us (178 mr, 0,55 MMOJIB) ¥ TIOTyd4EHHYIO CMECh TIEpEMENTHBAIIN TTPH
temriepatype 110°C B TedyeHHe HOUM. YKa3zaHHYIO cMech pa3z0aBisiy Bojoi (10 MiT) W 9KCTparupoBajIy dTHII-
arietatoM (2 x 10 mur). OObenMHEHHBIE OPTAHUIECKUE DKCTPAKTHI CYIIWIIN HaJ Cylb(haToM HaTpus, GriIbTpoBa-
JM ¥ KOHUeHTpupoBaiu. [locne ouncTky npu nomou npenapatuBHoli BOXKX (aumeTroHuTpmir/Bosia) nomydanu
18 Mr yka3aHHOTO B 3arojloBKe coeuHeHus! (BbxoA 31%) B BHUIe OPOILIKA KEITOTO IBETA.

IMpumep 1, cnocod 6. N-(4-Metokcndennn)-2-(mupuant-3-mmn)-1,3-0eH30Kca30i1-5-aMuH.

oy AMP (500 MI'u, AMCO) 9,31 (d, J = 1,6 I't, 1H), 8,78 (dd, J = 4,8, 1,6 I'n, 1H), 8,48 (dt, J = 8,0, 1,9
I'y, 1H), 7,98 (s, 1H), 7,67-7,59 (m, 2H), 7,27 (d, J = 2,2 I'n, 1H), 7,12-7,05 (m, 2H), 7,03 (dd, J = 8,8, 2,3 I'Ly,
1H), 6,93-6,86 (m, 2H), 3,73 (s, 3H). Tr(MET-YB2XX-AB-101) = 3,17 mun, (ES") (M+H)" 318.
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Crnenyroue NpruMepsl MOIYYaid COTNIACHO CIIOCO0Y 6, OMUCAHHOMY BEIIIIC.
Ta6numa 7

N-(4-
Tr(MET-YB2XX-
MeTOKCH(eHIT)-2-

o
- 2R AB-101)=3,17
1 ‘ P - 317,34 | (nupuauH-3-min)-
i " munyT, (ES) (M +
1,3-6en30KCa301-5-

H)" 318
aMHH
2-(mupuAnH-3-1i)-
N-
N o — {[1,2,4]tpuazono[4, | Tr(MET-YBIXX-
y; N
2 A /GE ’>_<\j> 32833 | 3 -
AT W i 33 -a|mpuaue-3- AB-101) = 1,6 munyT,

= win}-1,3- (ES*) (M +H)" 329

OeH30Kcazon-5-

aMHuH

Cnocob 7.
Cxema criocoba 7

Cl
° 7\ ﬁ” NN °
Y ‘ 7 N\
H,N N>_C,> | N:)CI 4>CTM[H“ 1 MH@[N@

Cranus 1, cioco6 7. 2-(ITupuaun-3-nn)-N-(mupuMuans-4-n)-1,3-6eH30Kcaz0i1-5-aMuH.

4-Xnoprmpumununa ruapoxiopus (71 mr, 0,47 mMoins), 2-(nmupuaus-3-ui)-1,3-6en3okcaszon-5-amun (50
mr, 0,24 mmouts), nunzonpormwnTHiaaMuH (0,12 i, 0,71 MMoins) n 2-nponanost (1 M) HarpeBaJid B MUKPOBOJI-
HOBOH neuu npu temneparype 120°C B teuenne 3 4. YkazaHHYIO YKa3aHHYIO PEaKIMOHHYIO CMeCh (DMIIbTPOBa-
T ¥ QUIBTPAT KOHIICHTPUPOBAIH B BakyyMe. [Tociie ouncTKy mpu moMoIny npenapatusHoi BOXKX (ameToHuT-
pHII/BOMIA) TOTydYaIH 7,2 MT' YKa3aHHOTO B 3aroJIOBKe coeanHeHUs (Bbxox 11%) B Bue TBEpPAOTO BEIIECTBA I10-
4TH 0EJIOTO IIBETA.

IIpumep 1 crioco6 7. 2-(ITupuaun-3-mm)-N-(mupumunnH-4-mn)- 1,3-6eH30Kca3071-5-aMuH.

Sy SAAMP (500 MI'u, IMCO) 9,79 (s, 1H), 9,35 (d, J = 2,1 I'u, 1H), 8,81 (dd, J = 4,8, 1,6 I';, 1H), 8,66 (s,
1H), 8,53 (dt, J = 8,0, 1,9 I', 1H), 8,33 (d, J =2,0 I'y, 1H), 8,29 (d, J = 5,9 I'u, 1H), 7,79 (d, ] = 8,8 ', 1H),
7,66 (dd, J = 8,0, 4,8 I'u, 1H), 7,60 (dd, J = 8,8, 2,1 I', 1H), 6,82 (dd, J = 5,9, 1,1 I'u, 1H). Tr(MET-YB2XX-
AB-101) = 1,23 mun, (ES") (M+H)" 290.
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CHGIIYIOHII/IG MPpUMEPLI NOJTYyHaJIu COIJIaCHO CHOCO6y 7, OIMMMCAaHHOMY BBIIIIC.

Tabnmma 8
ITpum. Crpyktypa Mo Hassanue mo Jannsie JKX-MC
Macca IUPAC
2~(mupunun-3-
w)-N- Tr(MET-YB)X-
N ey ° 7N\ (tm =
pumuIIH-4- AB-101)=1,23
C LI O s
N N N un)-1,3- munyT, (ESY) (M +
GeH3oxcazon-3- H)* 290
aMUH
2-(mupuauH-3-
Tr(METCR1416
wi)-N- ;
BBIC. Pa3pelLL.
| SH 4 7N (mpuMIIHH-2- pasp
2 PY Van 289,29 MHHYT) = 2,25
Ny N N un)-1,3-
munyT (ESY) (M +
GeH30KCa301-5-
H)* 290
aMuH

Cnoco0 8.
CxemMa criocoba 8

oS RN oo S oo e
Cramug 1 éﬂ Crangus 2 \O/Q/N

Cranus 1, cioco06 8. 2-(ITupuaun-3-ni)-5-(terpamermi-1,3,2-muokcaboponan-2-mi)-1,3-6eH30Kca3od.

Cycnienzuto 5-6pom-2-(3-mupuauamn)-1,3-6en3okcazona (200 mr, 0,73 MMoib), Ouc-(muHaK0IaTO)AHOOpa
(221 wr, 0,87 mMmoutp) 1 anetaTa kKamus (214 mr, 2,18 mmons) B JIMCO (4 mit) mera3upoBaii a30TOM B TeUCHHE
5 mun. lo6asmsum [1,1'-6uc-(mudennndochuno)deppoue|muxnopnamianui(Il) (27 mr, 0,036 mmoins) u yka-
3aHHYIO PEaKIIMOHHYIO CMECh IiepeMenuBaiy mpHu temreparype 80°C B atmocdepe azota B TeueHue 16 4. 3arem
YKa3aHHYIO PEaKIIMOHHYI0 CMECh OXJIAKIAIN JI0 KOMHATHOHM TeMIIEpaTyphl, pa30aBisuid Bomoi (20 Mir) U dKCT-
parupoBanu stminaneratom (2 x 20 mir). OObeAMHEHHBIE OPTraHNYECKHE SKCTPAKTHI CYIIHMIIN HaJl Cyab(aToM Ha-
Tpus, GUIBTPOBATN M KOHIICHTPUPOBANH. llocie OYMCTKHM MpH MOMOIIM KOJOHOYHOH (IdII-XpomaTorpadun
(cunukarens, 0-40% sTunaneTar B renrtane) noiydanu 143 Mr yka3aHHOTO B 3aroJIOBKE COEIUHEHHS (BBIXOA
61%) B Buie TBepI0TO BemecTBa 6enoro nsera. T(METCR1278) = 2,25 mun, (ES") (M+H)" 323.

Craaus 2, cioco6 8. 5-(5-MeTokcunupuMuIuH-2-1)-2-(MupuauH-3-ui)- 1 ,3-0eH30KCca3071.

2-Xnop-5-merokcunupumuand (69 wmr, 0,48 w™mons) u  2-(mmpuamH-3-mn)-5-(terpamerni-1,3,2-
Jokcabopoan-2-mn)-1,3-6en3okcaszon (140 mr, 0,43 mmoib) pactBopsiiu B 1,4-muokcane (3 mit) B atmocdepe
a30Ta B TEPMETUYHO 3aKpbITOH npodupke. JJobasmsm 2 M pactBop kap6onara Hatpust (0,43 mu, 0,87 MMoIb) ©
nocneayomuM nobdapineHueM terpakuc(tpudenmidochun)namnaausa(0) (25 mr, 0,022 mMonb). PeakimonHyro
cMech nepememmuBany npu Temmneparype 110°C B TedeHue HOUM. 3aTeM yKa3aHHYIO PEaKIMOHHYIO CMECh OXJia-
JKJTJTM 10 KOMHATHOHM TeMIeparypsl, pa30aBisuti Bogoi (20 Mi1) ¥ SKCTparupoBaiy sTuiaaneraTtom (2 x 20 m).
OO0beMHEHHBIE OPTAaHMYECKUE CIION CYIIMIN Haa Cylb(aToM HAaTpus, GUILTPOBAIN M KOHIEHTpHupoBasd. [1o-
CJIe OYHCTKY TP TTOMOIIH KOJIOHOYHOU (mdmI-xpoMaTtorpadun (cuiaukarens, 0-2% MeTaHON B TUXJIOpPMETaHE)
MOJTy9aiii 24 MT yKa3aHHOTO B 3arojIOBKe coequHeHus (BBIxo 18%) B BUIe TBEpAOTO BemlecTBa OEJI0ro IBeTa.

IIpumep 1, crioco6 8. (125-1) 5-(5-MetokcunmupumuauH-2-un )-2-(mupuana-3-mn)-1,3-6eH30kcaz3or.

oy AMP (500 MTI'r, IMCO) 9,38 (d, J =2,0 I'r, 1H), 8,83 (dd, J =4,8, 1,6 ', 1H), 8,69 (s, 2H), 8,66 (d, J
=1,5Tn, 1H), 8,57 (dt, J = 8,0, 1,9 ', 1H), 8,46 (dd, J=8,6, 1,7 I'y, 1H), 7,93 (d, ] =8,6 ', 1H), 7,67 (dd, J =
7,9, 4,8 T, 1H), 3,98 (s, 3H). Tr(MET-YB2XXX-AB-101) = 2,87 mun, (ES") (M+H)" 305.
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CHGIIYIOHII/IG MPpUMEPLI NOJTYyHaJIn COIJIaCHO CHOC06y 8, OIMMMCAaHHOMY BBIIIIC.

Tab6muma 9
puM. TPYKTypa oI a3BaHME 110 AHHBIE -
17 C M H pit KX-MC
macca IUPAC
5-(5-
o Y Tr(MET-YB2XX-
/>—</j\/ METOKCUITUPUMU
o &\ AB-101) = 2,87
1 L| 30430 | um-2-m)-2- |
o XN R munyT, (ESY) (M +
| (nupu auH-3-11)- H)* 305
1,3-6enzokcazon
& Tr(MET-YBKX
a I - -
/>—</j\\ METOKCHTTMPHIA3
= 7 N\ AB-101)=2.53
2 | 304,30 UH-3-171)-2-
e (nupuanH-3-11) v (BS) (M2
| AHHE -] +
H)* 305
1,3-6eH30Kca3071
5-(5-
o Tr(MET-YBOXX-
/>_</_\> METOKCHITMPA3HH-
N K iy AB-101)= 3,11
3 /[ \ 304,30 2-mn)-2-
N, (apraz 3o muHyT, (ES*) (M +
| -3-u)- .
H)* 305
1,3-6eH30Kca3071
> Tr(MET-YBIXKX
o T - -
/>_(\> METOKCUITUPH TUH
N ¥ — AB-101)=2,02
4 | 303,31 -2-um)-2-
T A (mupuauH-3-11) vy, (ES7) (M +
) H)' 304
1,3-6en30Kca3071
5-(2-
o Tr(MET-YB2XX-
/>_</j\§ METOKCHITHPUMHUL
N N — AB-101)=2,57
5 )\ | 304,30 UH-5-n)-2-
T S (TpuauH-3-11) oy, (BS*) (M +
H)' 305
1.3-6eH30Kca3011
Crmioco6 9.
Cxema criocoba 9
o — OO —
Ho Craaust 1 o Cramus 2
o OH N\\ \\
7 o
E AR\
\OADm “on * Bf% ~~ 7 =
— Cranus 3 0T o

_—

Craqus 4

N\
°/ 72
Ho = Cragus 5

7
oA

Cranus 1, cioco6 9. 5-(MetokcumeTokcn)-1-6er3odypan.

TI'unpun vHatpus (60% B MuHEepanbHOM Macie, 579 mr, 14,48 MMons) cycieHaupoBainu B 6e3BogHOM N,N-
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muMetwigopmamuzne (25 M) uw o oxnaxpamu  go  temmeparypel  0°C. MemieHHo  no0aBmsaiam 5-
runpokcudenzodypan (1,85 r, 13,79 mmons), pactBopennsid B N,N-mumetmidopmamuzae (10 mr). Ykazanuyro
CMECh TEepPEMEIINBAIN B aTMOc(epe a30Ta U HarpeBalIu 0 KOMHATHOM TeMIiepaTypsl B TedeHue 1,5 1. Cmech
oxnaxaamu 1o temnepatypsl 0°C, 3atem B Tedenrne 30 MHUH MO KaruisM J00aBisua xiop(merokcu)metan (1,1
M1, 14,48 MmMone). PeakimmoHHyI0 cMech HarpeBaiu 10 KOMHATHOMW TEMITepaTyphl U MEPEeMENINBAIN B TEUCHHE 3
4. Jlo6aBisim Boxy (5 MII) M CMeCh DKCTparupoBaiu sTmianeTatoM (3 x 50 mir). OObeIMHEHHBIE OpraHHYeCKHe
9KCTPAKThl POMBIBAIN BOIOH (5 x 50 MiI), HaCBHIIIEHHBIM COJIEBBIM pacTBopoM (10 M), cymmin Hax cynbda-
TOM Maraus, QUILTPOBaIN U KOHIICHTPUPOBAIH C TOJydeHreM 2,3 T yKa3aHHOTO B 3aroJIOBKE COSTUHEHUs (BbI-
xo7 89%) B Bune macia 6mexgno-xenrtoro msera. Tr(METCR1278) = 1,95 muH, 6e3 HOHU3AINH.

Cramus 2, cioco6 9. [5-(MeTokcumeTokcn)- 1 -6er3odypan-2-wmi|00poHOBas KUCIOTA.

5-(MetokcumeTokcn)-1-6erzodypan (1,00 T, 5,35 MMomb) pacTBOpsUTH B O€3BOHOM TeTparuapodypane
(15 M) m oxmaxganu 0 temrepatypsl -78°C B armocdepe azora. Ilo xammsim nobasmsumn 1,6 M pactBop H-
OyrwuuTus B rekcanax (3,51 mui, 5,62 Mmone) u nepememBany B TedeHue 1 9 npu temmepatype -78°C. Ilo
KaIuisiM 100aBisut Tpumusonponmiodopar (2,47 mi, 10,7 MMOJIb) M yKa3aHHYIO PEakIMOHHYIO CMECh MepeMelIn-
BaJIM B TeUeHHUE 2 4. PeaknmoHHyI0 cMech HarpeBajii 10 KOMHATHOW TEMITEpaTyphl M NIepEMELINBAIN B TCUCHHUE
1 u. Jlo6aBisimu 2 M pacTBOp COJSHOW KHUCIOTHI (16 MIT) M yKa3aHHYIO PEaKIMOHHYIO CMECh IEepEeMENINBaIN B
TeueHne | 4. PeakumoHHyro cMech pa3zdaBisiin Boxoi (10 Mi1) M SKCTparupoBalid TPET-OyTHII METHIOBBIM 3¢u-
poM (3 x 40 mur). OObeAMHEHHBIE OPTraHUYECKHE IKCTPAKTHI IPOMBIBAIN HACBHIIIEHHBIM COJIEBBIM pacTBopoM (10
MJI), CYIIHIIN HaJ cynab(aTtoM MarHus, GpuibTposaau u KOHIEHTpUpoBany. Ilocie o4uCTKY IIPH MOMOIIH KOJIO-
HOYHOH QunmI-xpomaTorpadun (cummkarens, 20-80% sTumanerar B renrade) Moaydaind 374 Mr yka3aHHOTO B
3aroJIOBKe HEOUMIIEHHOTO coenuHeHus (Beixo 31%) B Buae TBepIOro BemecTBa 0eXeBOro I[BETa, KOTOPOE HC-
TIOJTB30BAJIM Ha CJIEAYIOWIEH cTaany 03 JOMOTHUTEIbHON OYHCTKH.

Cramus 3, crioco6 9. 4-[5-(MerokcumeTokcH)- 1 -6eH30pypaH-2 -1l |TUPpHIAH-3-KapOOHUTPHIL.

[5-(MeTrokcumeTokcH)- 1 -0eH300ypaH-2-11]|00POHOBYIO KUCIOTY (374 Mr, 1,68 MMOIB), 4-OpOMIHPHUINH-
3-xap6onutpun (339 wmr, 1,85 mmone) u 2 M pactBop Tpukamuiigocdara (1,7 mi) cycnenaupoBanmun B N,N-
muMetripopmamuze (20 mir) U oOpabaThIBaiM YIbTPa3ByKOM B IOTOKE a30Ta B TedeHue 5 MuH. J{oGaBisn
(1R,4S)6mnukio[2.2.1 ] rent-2-mn[(1S,4R)0urukno[2.2. 1 Jrent-2-mwi]pocdan-xaop[2'-(AuMeTIIIaMITHO ) OUde-
HI-2-w Jnamaguid (1:1) (47 mr, 0,08 MMOIIb) U yKa3aHHYIO PEaKIIMOHHYIO CMECh HarpeBaIM JI0 TEMIIEPaTyphI
75°C B Teuenue 1,5 4. PeakimoHHYI0 cMeCh OXJIaKAAIN 10 KOMHATHOW TeMIepaTypsl U BCE pacCTBOPUTEINH ya-
sk B Bakyyme. OcTaTok pacrpenersin Mexay stiianeraroM (50 mur) u Bogoit (20 mir), ¢assl pasaensiii u
BOJHYIO a3y sKcTparuposaiu sTriianeratom (2 x 50 mi). O0beANHEHHBIE OPIraHUYECKHE SKCTPAKTHI POMBIBa-
JIM HACBHIIIEHHBIM COJIeBBIM pacTBopoM (10 mur), cymmin Haa cyibdaroM HATpus, QUIBTPOBAIA U KOHIICHTPH-
poBamu. Ilocie 0OYMCTKHU MpH MOMOIIM KOJOHOYHOH (pidmI-xpomarorpadun (cumukarens, 0-50% sTumanerar B
renrtaHe) NMoiay4ainu 354 Mr yka3aHHOTO B 3arojIOBKe COeIMHEHHs (BBIXOA 52%) B BHIE TBEPIOTO BEIIECTBA
cBeTino-xenroro 1gera. Tr(MET-YB2)XX-AB-101) = 3,20 mun, (ES") (M+H)" 281.

Cramus 4, crioco6 9. 4-[5-I'mapokcu-1-6eH3odypaH-2 -1 |mupuIuH-3-KapOOHUTPHIT.

K pactBopy 4-[5-(MeTokcuMeTokcH)-1-0en3ohypan-2-ui|mupuaus-3-kapoouutpuia (240 mr, 0,86 MMOIIB)
B TeTparuapodypane (10 mi) nobasnsin 3 M pacTBOp costHOIM KUCIOTHI (2,8 MIT) ¥ HOIyYeHHYIO CMeCh Tiepe-
MemuBanu npu temneparype 60°C B TeueHue 2 4. YKa3aHHYI0 PEaKIIMOHHYIO CMECh OXJaKIAIN A0 KOMHAaTHOU
TeMITepaTyphl U J00aBISIM HACHIIICHHBIH BOJIHBIA pacTBOp OukapOonara Hatpus (50 mu) u stunanerar (100
mit). CMech QUIBTPOBaIM (CTEKJIOBOJOKHUCTAs (DMIIbTpOBaIbHas Oymara) W CYIIMJIM NPU MOHM>KCHHOM JaBlie-
HUM B TeyeHue 2 4 ¢ noxydeHueM 207 MI yKa3aHHOTO B 3arOJIOBKE COCIMHEHHMs (KOJIMYECTBEHHBIH BBIXOJ) B
BUJIE TBEPOTO BemecTBa xentoro usera. Tr(MET-YB2XKX-AB-101) = 2,41 mun, (ES") (M+H)" 237.

Cramuss 5, cmoco6 9. 4-{5-[(5-MerokcunupunuH-2-mi)MeTokcH |- 1-0en3odhypan-2-ni} MupuInH-3-
KapOOHHUTPHIL.

4-(5-I'mapoxcu-1-6en3o0dypan-2-un)nupuant-3-kapooautpui (98%, 50 mr, 0,21 MMoIb), 2-(XITOpPMETHII)-
5-MeTokcunupuauHa THApoxIopu (44 mr, 0,23 Mmons) u Hoaun kamus (34 mr, 0,21 MMOITB) pacTBOPSUTH B 0€3-
BogHoM N,N-gumermindopmamuse (2 M) W MEPEeMENINBAIN B TEUCHHE 5 MUH NMPU KOMHATHOW TeMmImepaType.
Hobasmsimm runpun Hatpus (60% B MuHEepaidbHOM Macne, 25 wmr, 0,62 MMOIIB) M yKa3aHHYIO PEaKIMOHHYIO
CMech IepeMenrBany B atMocdepe azora B TeueHue 15 4. PacTBopurenu ymansian B BaKyyMe M OCTaTOK pac-
npenersu Mexay stunareratom (50 M) u Bomoit (20 M), BOAHBIN CIIOH dKCTparupoBaiu dtwiamneratom (2 x 30
M), 3aTeM OOBEIMHEHHBIE OPraHMYEeCKHe CIOM MPOMBIBAIX BOAoi (10 MiT), HACBHIIIEHHBIM COJIEBBIM PacTBOPOM
(10 M), cymmnm Hax cynbgaroM HaTpusl, GUIBTPOBAIM M KOHIEHTpUpoBaiIH. [locie OYMCTKH MpU ITOMOLIH
KOJIOHOYHOH (himamI-xpomarorpaduu (cumukarens, 0-100% sTrinaneraT B renrane) nosrydanu 34,8 Mr ykaszanHo-
TO B 3aTOJIOBKE coeuHeHHS (BBIX0A 47%) B BHIE MOPOIITKa OEJIOTo IBETA.

Mpumep 1, cmocod 9. 4-{5-[(5-Merokcunupuaun-2-uia)MeTokcHu]-1-6en3odypan-2 -} nupuIuH-3-
KapOOHHUTPHIL.

Sy SAMP (500 MI'n, AMCO) 9,12 (s, 1H), 8,92 (d, J =5,4 ', 1H), 8,30 (d, J=2,9 'y, 1H), 8,07 (d,J =5,4
I'y, 1H), 7,99-7,88 (m, 1H), 7,65 (d, J = 9,0 I', 1H), 7,52 (d, J = 8,6 'y, 1H), 7,48-7,39 (m, 2H), 7,18 (dd, J =
9,0, 2,6 ', 1H), 5,16 (s, 2H), 3,84 (s, 3H). Tr(MET-YBDXX-AB-101) = 3,15 mun, (ES+) (M+H)" 358.
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CJ'IG)_IyIOIIII/Ie MPpUMEPLI NOJTYyHaJIu COIJIaCHO CHOC06y 9, OIMMMCAaHHOMY BBIIIIC.

Ta6inuma 10
TTpum. Crpykrypa Moa. Hassanue no Hannbre XKX-MC
Mmacca IUPAC
4-{5(5-
N\\ metoxcunupuaud- | Tr(MET-YBOXX-
5NN, 2-1MT)MeToKcH]-1- AB-101)=3.15
1 S 4 = 357.36
| 6ensodypan-2- munyT, (ESY) (M +
Ll
T W1} TAPHIUH-3- H)* 358
KkapboHUTpHIT
4-{5-[(5-
. Tr(MET-YBI)XX-
7N, METOKCUITHPH IUH-
NN V- AB-101) = 1,92
2 | 332,35 | 2-mm)meroxcu]-1-
A munyT, (ES) (M +
| Gensodypan-2-
H)" 333
W} IMPUAUH
4-{5-[(1-meTun-1H-
N\ A HMHIA30/1-4- Tr(MET-YBOXX-
WT)METOKCH]-1- AB-101) = 1,67
3 NN | 330,34 ) ] )
\NL AN . 7 — 6ensodypan-2- munyT, (ESY) (M +
= W1} AU AAH-3- H)" 331
KapOOHUTPHIT
4-{5-[(1-mermn-1H-
N\\ UMHIA301-2- Tr(MET-YB2XX-
WI)METOKCH]-1- AB-101) = 1,66
4 | N 7N | 33034
N o Vs — OeHzobypan-2- munyT, (ESY) (M +
Ve
N W1} IUPUAAAH-3- H)" 331,1
KapOOHUTPHIT
4-{5-[(1-merun-1H-
'{\ \ mUpas3on-4- Tr(MET-YB2XX-
o WI)METOKCH]-1- AB-101)=2,94
5 7 M| 330,34
‘-N‘ﬁ/\c V — Gensodypan-2- munyT, (ES") (M +
n= W1} IUPUANH-3- H)* 331
KapOOHHTPHI
3-[5-(mupuann-3-
“\\ Tr(MET-YBOXX-
\ HIMETOKCH)-1- AB-101) = 2.24
o 7 \ _ =2,
6 /[:::[' 7N | 32734 | Geusodypan-2-
| 2 ° j—<‘=w | yp 4 munyT, (ESY) (M +
W] mupuguH-4-
N H)* 328
KapOOHUTPHIT
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3-{5-[(1-mernn-1H-

H\\ Hpason-4- Tr(MET-YBOXX-
o WI)METOKCH]|-1- AB-101) =295
7N | 330,34
—R . 4 = 6ensodypan-2- munyT, (ESY) (M +
A
" W} U pUanH-4- H)* 331
KapOoHUTPHIT
. 4-[5-(tmpugus-3-
N
HIMeTokcu)-1-
° Tr() = 2,22 MuHyT,
) N | 327,34 Oenzodypan-2-
2 e — (ESH (M + H)* 328
| P W nupuarH-3-
N
KapOOHUTPHI
1-merun-4-[5-
W (mupumuans-5- | TMET-YBDXX-
< b HIMETOKCH)-1- AB-101)=2,91
Y N | 331,33
N/j/\c N Gensodypan-2-un]- | muayT, (ESY) (M +
\
LN/ 1 H-nupazon-3- H)" 332

KapOOHUTPHIT

Cmoco6 10.
Cxema crocoba 10

o
o
MeO H,N N =N
Br

cnocod  10.

—_—
Cranus 1

MeO
Cramus 1, 5-Metokcu-2-[2-(mupunua-3-un)-1,3-6en3okcazon-5-mn]-2,3-muruapo-1H-
A30MHIO0I-1-0H.

Otun 2-(6pommernn)-4-merokcudensoar (100 mr, 0,37 mmonb, kak omucano B W02009042907), 2-
(mupuauH-3-1n)-1,3-6en3okcazon-5-amun (93 mr, 0,44 MMob) i nuuzonponwmTUiIaMuH (77 Mk, 0,44 MMOJIb)
pacTBOpsIIM B 3TaHOJNE (4 MIT) U HarpeBaun 10 Temieparypsl 110°C B mpoOupKe I POBEACHUS PEAKITHI 0T
JlaBJICHWEM B TeuyeHHe 18 4. PeakIMoHHYI0 cMech OXJIaXIaJIM A0 KOMHATHOM TeMIepaTrypsl U oOpabaThIBamu
pacTBOpoM MoOHOTHApaTa ruxpokcuaa nmurus (46 mr, 1,10 mmons) B Boge (0,5 mir). Cmeck nepemMenyBaiy mpu
KOMHAaTHOW TeMIieparype B TedeHue 1,5 4 M 3aTeM KOHIEHTpUpoBaiu. Ilocie pacTupaHus B KHILIIEH cMecH
stmnaneraT-3TaHon (1:1 06./06.) ¢ mocienyromei nepexkpucrammmzanueid u3 JIMCO noiaydeHo 5 Mr yKa3aHHOTO
B 3aroJIOBKE COEIMHEHHMS (BBIX0 5%) B BUE IIOPOLIKA XKEITOTO IBETA.

Mpumep 1, cmoco6 10. 5-Merokcu-2-[2-(nmupuanH-3-un)-1,3-6en30xcazon-5-mil-2,3-auruapo-1H-
W30UHIO0I-1-0H.

Sy SIMP (500 MI'n, AMCO+5% DCI/D,0) 9,56 (d, J = 1,76 I'u, 1H), 9,18 (dt, J = 1,53, 8,20 I'u, 1H),
9,10-9,04 (m, 1H), 8,35 (d, J = 2,08 I'y, 1H), 8,24 (dd, J = 5,70, 8,09 I'y, 1H), 8,03 (dd, J = 2,17, 9,00 I';, 1H),
7,92 (d,J=9,00 I'y, 1H), 7,70 (d, J = 8,43 I', 1H), 7,22 (d, J = 1,76 I'y, 1H), 7,08 (dd, J = 2,16, 8,44 ', 1H),
5,05 (s, 2H), 3,85 (s, 3H). Tr(MET-YBDXXX-AB-101) = 2,88 mun, (ES") (M+H)" 358.
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Crnenyromuii mpuMep Mory4aiy coriaacHo crmoco0y 10, ormucaHHOMY BEITIIE.
Ta6nmma 11
TTpum. Crpykrypa Mon. | Hassanme no [UPAC JHannsre XKXX-MC

Macca

5-merokcu-2-[2-

0 Tr(MET-YBOXX-
| /@ />_</j\> (mupuus-3-un)-1,3-
W H —n 357,3 AB-]O]): 2:88

1 Oensokcazon-5-uni|-2,3-
6 munyT, (ESY) (M +
quruapo-1H-
—o H)* 358
W30UHA0-1-0H

Crmoco6 11.
Cxema crocoba 11

o

m\ cl /N | “ o
| + A I LI B
B/[lwz L = L
W

He Cramus 1 \ Cranus 2

N o 2N 7\
® N = Cranus 3 N
"0’

Cramus 1, cioco6 11. N-(5-bpoM-2-xstopnupuanH-3 -1 ) TUPUIHH-3-KapOOKCaMHI.

K mepememmBaemoMy pactBopy S5-0Opom-2-xmoprmpunua-3-amuna (1,00 r, 4,82 MmMous) B mupuauae (10
MJI) TIPU OXJTKICHUH JIHJIOM JT0O0ABIISITN THAPOXJIOpH HUKOoTHHOMIXIopuaa (0,94 r, 5,30 mmons). CMmech miepe-
MEIIMBAIA TP KOMHATHOH TeMmepaType B TeueHHe | 4. YKa3aHHYI0 CMECh KOHIIEHTPHUPOBAIH, pa30aBIsuIn
BoJI0H (60 Mi1) M 3KcTparupoBaiy stmianeraroM (3 x 60 mi). OObeMHEHHBIE OPTaHUMYECKUE IKCTPAKTHI CYIIIH-
T HaJ CyIb(paToM HaTpus, GUIBTPOBAIM M KOHIEHTPHUPOBAIH C MOXydeHHeM 1,l T yKa3aHHOTO B 3aroJjOBKE
COEIMHEHUI B BUJIC TBEPOTO BELIECTBA ceporo nseTa. [locne GpuibTpoBaHMs BOJHOTO IKCTPAKTA MOIYYaIH eIle
0,18 T yka3aHHOTO B 3aroJIOBKE COCAMHEHHUS B BHJE IOPOIIKA CEPOTO I[BETa, T00ABISUIM K MOJYyYEHHOMY paHee
coetHeHHIO ¢ nomydenreM 1,28 T (Bbixon 85%). T(METCR1278) = 1,57 mun (ES") (M+H)" 312, 314.

Cranus 2, cioco06 11. 3-{6-bpom-[1,3]okcazomno[5,4-b]mupunun-2 -1} TMpHIHH.

N-(5-bpom-2-x1opnupuIuH-3-1in)mupuanH-3-kapookcamun (318 mr, 0,68 mmons), Hoxua menu(l) (6,5 mr,
0,034 mmomnb), N, N'-numerunatan-1,2-nuamus (6,0 mr, 0,068 Mmmoies) u kapoonaT kamus (0,19 r, 1,36 mmoins) B
1,4-nuoxcane (4 Mur) 3arpy’kaji B IPOOHUPKY IS TIPOBEACHUS PEAKIHi MO NaBIeHUEM. YKa3aHHYIO CMeCh Jie-
Ta3upOBAIIM C UCTIOJIh30BAaHUEM MTOTOKA a30Ta B TeueHre 10 MuH u HarpeBanu npu Temneparype 110°C B Teue-
HHe 16 4. YkazaHHyI0 cMech paz0aBisuti Bogoi (30 mur) u sxctparupoBanu stwianeratoM (3 x 30 mur). O6be-
JTUHEHHBIE OpraHMYEeCKHe IKCTPAKTHl CYIIWIHA Hall Cyib(aToM HAaTpwsd, QIIBTPOBAIN U KOHIEHTpHpoBamu. Oc-
TATOK PacTUPAIN C METAHOJOM (4 MIJI) ¢ MOIydeHrneM 95 MTr yka3zaHHOTO B 3arojioBKe coenuHeHus (Beixon 50%)
B BHJIC TIOPOIIKA CBETIO-KopHdHeBoro neeta. Tr(METCR1278) = 1,85 mun (ES™) (M+H) " 276/278.

Cramus 3, cmocod6 11. 3-{6-[(E)-2-(4-Metokcudenmn)ateann]-[ 1,3 ]okcazomno[5,4-b|mupuana-2-
W} TUPUTUH.

3-{6-bpom-[1,3]okcazoino[5,4-bmupuanH-2-mn } mupunus (95 mr, 0,18 MMons), 4-metokcuctupos (78 mr,
0,58 mmomnp), Tpudenundochun (15 mr, 0,058 mmons) m kapbonar kamms (120 wmr, 0,87 mmons) B N,N-
muMetripopmamuzae (1 mir) 3arpykann B NpoOHPKY AJIsl NPOBEACHUS PEaKLMid I1MOJ JaBlCHHEM. Y Ka3aHHYIO
CMECh JIeTa3MpOBAIM C MCIOJIB30BaHUEM IIOTOKA a30Ta B TEUCHHE 5 MHUH M 3aT€M HArpeBad IPH TeMIEpaType
90°C B Teyenue 2 4. CMech OXJIaXIaJIM 10 KOMHATHOM TeMIlepaTypsl, pa3dasisiau Bojxoi (10 mir) u puisTpoBa-
JIY C TIOMyYeHUEM TBEPJIOTO BEIIeCTBa KOPUIHEBOTO I[BETA, KOTOpOe cymmnian B Bakyyme (80 mr). 3aTtem TBepoe
BEIIECTBO BMecTe ¢ 4-MeTokcucTuposioMm (78 mr, 0,58 mmons), tpudenmidochunom (15 mr, 0,058 Mmoinb) u
kapOonatom kamus (120 mr, 0,87 mmons) B N,N-mumetrndopmamune (1 mir) 3arpyxaim B IpoOUPKY ISl TIPO-
BEICHHUS peakIfil MMoJ JaBJICHHEM. YKa3aHHYI0 CMECh JeTa3HpOBAIN C WCHOJIH30BAHMEM ITOTOKA a30Ta B TEYe-
HUE 5 MHH ¥ 3aTeM HarpeBaiu nipu Temmepatype 90°C B Teuenue 2 4. 3aTeM CMeCh OXJIaXKIadu JO KOMHATHON
TeMITepaTypbl, pazdasisuim Bogon (10 M) U GUIBTPOBAN C TIOMYYEHUEM TBEPJOTO BEIIECTBA YEPHOTO IIBETA,
KOTOpOE IIPOMBIBAJIM dTHIAaneTaToM (2 Mi). 3aTeM yKa3zaHHOE TBepJoe BemiecTBo pactopsu B IMCO (2 mi),
¢unbTpOBAIM U QUIBTPAT KOHIEHTPUPOBAJIH ITPH MTOHMKEHHOM JaBiieHnH. [locie 04MCcTKH Mpy OMOIIN KOJIO-
HOYHOW (iom-xpomarorpadun (cuamkarenb, 0-2% MeTaHONT B IOUXJIOPMETaHE) M NEPEKPUCTAIUIM3ALNH B
JAMCO:aneronutpue (1:1) momydanu 2 Mr yKa3aHHOTO B 3aT0JIOBKE COeIMHEHUS (BBIX0A 2%) B BUJIE TIOPOIIKA
6eroro Bera.
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IIpumep 3,
W} TUPUTUH.

8y SIMP (500 MI'y, IMCO) 9,38 (d, J =
7,69 (dd, J = 8,0, 4,8 T, 1H), 7,58 (d, J = 8,7 I'y, 2H), 7,44 (d, J =

crmocod 11,

035646

3-{6-[(E)-2-(4-Metokcudenmn)stennin]-[ 1,3 ]Jokcazono|[5,4-b Jmupumun-2-

1,7 Tu, 1H), 8,85 (dd, J = 4.8, 1,6 I'y, 1H), 8,65-8,52 (m, 3H),
16,5 T, 1H), 7,29 (d, ] =

(d,J=8,7 I'm, 2H), 3,79 (s, 3H). Tr(MET-YB2XX-AB-101) = 3,54 mun, (ES") (M+H)" 330.
Crieyromuii mpuMep MOIyJalid COTIacHO croco0y 11, onmrcaHHOMY BHITIIE.

16,5 T, 1H), 6,99

Tabmuma 12
Tpum. CrpykTypa Mon. Hazsanue no Hannsie XKX-MC
Macca IUPAC
3-{6-1(1)-2-(4-
o N\ merokcudpenun)st | Tr(MET-YBOXKX-
SNy | N/>—<:,> eHWI |- AB-101)= 3,54
1 329,35
o [1,3]okcazono[5,4- | munyt, (ES') (M +
|
bnupumun-2- H)* 330
W1} TIUPUARH
Cnoco6 12.

Cxema crocoba 12

N\\
° a
HO / CTa,msI 1 O\ M

Cramus 1, cioco6 12. 4-[5-(ITupunun-3 -unokcn)- 1 -6erH3oypan-2-wi |nupuaIuH-3-KapOOHUTPHIL.

Kap6onat ne3us (138 mr, 0,42 mmons), 2,2,6,6-TeTpamernirentad-3,5-auoH (47 Mk, 0,21 MMoib) u #o-
nmun menu(l) (4 mr, 0,02 mmoinb) pactBopsui B N,N-aumetundopmamune (1 Mir) U iepeMenmnBaii B IpoOHpKe ¢
3aBUHYMBAONICHCS KPBINIKONH B TEUEHHE 5 MHWH NMPH KOMHATHOW Temmeparype. Jlo6asmsmu 4-(S-ruapokcu-1-
6enzodypan-2-wn)nupuauH-3-kapooauTpuia (50 mr, 0,21 MMOITb, OTYYEHHBIH B COOTBETCTBHH CO CIIOCOOOM 9)
u 3-HogmupuanH (46 mr, 0,22 MMOJIB), YKa3aHHYIO PEaKIMOHHYIO CMECh I'€pMETH3MPOBAIN U HarpeBajd J0
temnepatypsl 60°C B Teuenue 16 4, 3atem g0 Temneparypsl 90°C B TeueHue 24 4. PeakinoHHYI0 CMeCh OXJIax-
JlaJiil 10 KOMHATHOW TeMIepaTyphl U PaCTBOPHUTENH YAAISIN B BakyyMe. OcTaTok 00pabaThIBANIN YIBTPa3ByKOM
B oTmarerare (20 MiT) U MIPOITYCKAIHM Yepe3 CIOH menuTa. YKa3aHHBIN CJION MpoMbIBaJIH dTHiIameTaToM (2 x 20
wi1). OObeTMHEHHbIE OPTaHUYECKUE CIIOM MPOMbIBaiIM Boxoi (10 MiT), HaCHIIIEHHBIM cOJeBBIM pacTBopoM (10
MJI), CyLIIWJIM HaJ Cyiab(aToM HaTpusi, GUIBTPOBAIM M KOHIEHTpHpoBasy. [lociae ouMcTKH IpH TIOMOIIH TIpera-
paruHoit BOXKX (aneronurpuin/soaa + 0,2% ruxpokcu aMMOHUST) TToJTydany 12,5 Mr yka3aHHOTO B 3ar0JIOBKE
coenmHeHUs (BbIxo 18%) B BUIE MOPOIIKA PEKEBATO-KOPUIHEBOTO IBETA.

IIpumep 1, crioco6 12. 4-[5-(ITupunun-3-unokcu)-1-6eH30PpypaH-2-wi |HUpUIUH-3-KapOOHUTPHII.

Sy SAMP (500 MI', IMCO) 9,14 (s, 1H), 8,95 (d, J = 5,4 ', 1H), 8,41 (s, 1H), 8,37 (dd, ] = 3,9, 2,1 I'Ly,
1H), 8,10 (d, J = 5,4 T'u, 1H), 7,99 (s, 1H), 7,80 (d, J = 8,9 I'y, 1H), 7,59 (d, J =2,5 I'y, 1H), 7,47-7,39 (m, 2H),
7,28 (dd, J = 8,9, 2,6 ', 1H). Tr(MET-YB2XXX-AB-101) = 2,65 mun, (ES") (M+H)" 314.

Crieyromuii mpuMep MOIyJalld COTJIACHO croco0y 12, omrcaHHOMY BHITIIE.

Tabmmma 13
TTpum. Crpykrypa Mon. Hazsanue no Hannbre XKX-MC
Mmacca IUPAC
4-[5-(mupugun-3- Tr(MET-
“\\ okch)-1- YBIXKX-AB-
1 [N\j\ /@l}—{) 313,31 Genzodypan-2- 101) =2,65
N

g / = W | IHPUIAH-3- munyT, (ESY) (M

KapOOHUTPHT +H)" 314

Croco6 13.

Cxema crocoba 13

Peol SO0

Cranus 1

Cramqus 1, croco0 13. 6—MeTOKCI/I—2—[2-(HI/IpI/I,£[I/IH-3 -mn)-1,3-6en3okcazon-5-unl-1,2,3,4-
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TETPArUAPOU30XHHOIUH-0H.

2-(2-Xnopatuin)-4-metokcudbenszomwn xuaopun (226 mr, 0,97 mmoins, kak ormucano B W02007093366) u 2-
(mupuauH-3-1mn)-1,3-6en3okcason-5-amun (205 mr, 0,97 MMoIb) pacTBOpsUTM B 0€3BOJHOM TeTparuapodypane
(10 M) B atmocepe azora. Hobapmsnu ruapun Hatpus (60% B MuHEpamsHOM Macne, 78 wmr, 1,9 MMoibp) u
cMech HarpeBanu 70 Temrepatrypsl 60°C B TeueHne 2 4. 3aTeM yKa3aHHYIO0 peaKIIMOHHYIO CMECh OXJIKIAIH JI0
KOMHaTHOW TeMIepaTypbl, racuiu Boaor (10 mir) u sxcTparuposany stunaneratoM (4 x 15 mir). O6benuHeHHbIC
OpraHMYECKHEe dKCTPAKTHI MPOMBIBAITU BOIOH (15 MIT), HACBHIIIIEHHBIM COJIEBBIM pacTBOpoM (15 mMur), cymmnm Ha
cynmb(haToM HATpus, QUIBTPOBAIM M KOHIICHTPHpOBAIH. [Ipu oumcTKe NMpu moMoImM mpemapaTuBHOW BOXX
(aumeronuTpmi/Boxa + 0,1% MypaBbpHHAS KHCIOTa) MOIYYEHO 23 MTI yKa3aHHOTO B 3ar0JIOBKE COSAMHEHUS (BBI-
x07 5%) B Buze mopouika 0exoro msera.

[Ipumep 1, CIoco0 13. 6-Mertokcu-2-[2-(mupuaus-3-mn)- 1,3-06en3okcazon-5-uil-1,2,3,4-
TETPArUAPOU30XHHOIUH-0H.

oy AMP (500 MI', AMCO) 9,37 (d, J = 1,63 I', 1H), 8,82 (dd, J = 1,59, 4,81 I'u, 1H), 8,56 (dt, J = 1,87,
7,99 T'u, 1H), 7,93-7,82 (m, 3H), 7,67 (dd, J = 4,82, 7,96 I'n, 1H), 7,50 (dd, J = 2,08, 8,70 I'u, 1H), 6,97-6,91 (m,
2H), 4,01 (t, J = 6,46 I'u, 2H), 3,85 (s, 3H), 3,15 (t, J = 6,41 I'u, 2H). Tr((MET-YB3XX-AB-101) = 2,83 muH,
(ES") (M+H)" 372.

Crnenyromuii mpuMep MoIy4ay COrjacHo crmocoOy 13, omucaHHOMY BEITIIE.

Tabmmma 14

TTpum. CrpykTypa Mon. Hassanue mo Hannbre XKX-MC

Macca IUPAC

6-meTokcu-2-{2-

(rmpuanH-3-1)-

R o, Tr(MET-YBOXX-AB-
i /@: ,)—@ 371,3 | 1,3-6Genzokcazon-5-
] /Cé 7 \=y 101) = 2,83 MuHyT,
~ o

9 nil-1,2,3,4-
(ESY) (M + H)* 372
TETPAruAPOU30XHH

OJIMH-OH

Cnoco06 14.
Cxema crocoba 14

o o
7\ ° -
) Ho Cranust 2 /@A
o

Cramgus 1

Cranus 1, cioco6 14. 2-(ITupuaun-3-un)-1,3-6eH30Kkcazomn-5-o.

2-(Iupunun-3-nmn)-1,3-6eH30kcazon-5-amud (350 mr, 1,66 MMOJIb) TOOABIISIN MOPIHUSIMH K TIEPEMEIIIH-
BaeMOMY pacTBOpy cepHou kuciothl (1,76 mi, 33,14 Mmoinb) B Boae (5,25 mi1) mpu KOMHATHOHW TeMIIEpaType.
PactBop oxnaxmanu mo Temmepatypsl 0-5°C u mo karisMm 100aBiIsiid pacTBOp HuUTpuTa Hatpus (126 mr, 1,82
MMoJTb) B Boze (3,5 muin). CMech nepeMentuBasid B TeueHue 30 mun npu temneparype 0-5°C. PactBop HuTpara
memu(Il) (20,5 r, 109,4 mmois) B Boae (35 M) 100aBISIN K peaKIIMOHHOW CMECH C TIOCIESIYIOIINM JI00aBICHU-
em okcuaa meau(l) (237 mr, 1,66 MMonb). CMech SHEprHYHO NepeMernBaiy B TedyeHne 10 MuH. 3aTeM cMech
MOANIETaYMBaIN C MCIIOJIb30BAaHUEM HACHIIIEHHOTO PacTBOpa I'MApOKapOOHaTa HATPHs 10 JOCTH)KEHHS 3Haue-
Hus pH 8-9. Jlo6asisum 10% Boaublid pacTBop aMMuaka (30 Mi1) M HONyYeHHBIH BOJHBIH pacTBOP KCTPArupo-
Bany dtriamneratoM (2 x 150 mur). OObeTMHEHHBIE OpTraHNYEeCKHE YKCTPAKTHI CYIIWIN HaJ CyIb(paToM HATpHs,
(uIBTPOBAIM M KOHIEHTpHpOBaH. [locine 0OYMCTKY PH MOMOIIM KOJIOHOYHOH (idni-xpomarorpadun (crinka-
renb, 0-5% MeTaHoJ B JUXJIOpMETaHe) moiayyanu 127 Mr yKka3aHHOTO B 3arojIOBKe coeAnHeHus (Bbixol 36%) B
BUJIE TOpomIKa xkenToro neera. Tr(MET-YB2XKX-AB-101) = 1,77 mun, (ES") (M+H)" 213.

Cranus 2, cioco6 14. 5-[(4-MetokcudeHnn)MeToKcH |-2-(mupuanH-3-1mi)-1,3-6eH30Kca30t.

K runpuny narpus (60% B MuHepaisHOM Macie, 5,7 mr, 0,14 MMomb) B atMmocdepe a3oTa 1o0aBisiyn pac-
TBOp 2-(mupuanH-3-un)-1,3-6en3okcazon-5-ona (30 mr, 0,14 mmons) B N,N-aumetundopmamune (1 mir) u cMech
MepeMenmuBaIl Tpu  KOMHATHOW  Ttemmeparype B  Tedenue 30 wmuH. JloGaBmsumm  pactBop  4-
MeTokcubeHzmtopomuaa (28 mr, 0,14 mmons) B N,N-gumetrndopmamuse (0,5 MI1) B cMech ITepeMeInBaii Mpu
KOMHATHOW TeMIiepatype B TedeHune 1 4. YkazaHHyto cMech racuiau Bonoit (0,5 mur), pazbasmisu Bogoi (15 mur)
1 KCcTparupoBasv dtuianeratom (2 x 15 mi). OObeAMHEHHBIE OpTaHMYECKUE SKCTPAKTHI CYIIMIN Haj Cylbda-
TOM HaTpus, (WIBTPOBAIM M KOHICHTpHpOBaiH. llocie OYNCTKM TPH TIOMOIIM KOJOHOYHOW (hidmI-
xpomartorpapun (cuiaukarens, 20-100% sTuinanerar B renTaHe), paCTUPAHUU B allETOHUTpUIIE (2 MJT) U CYIIKH B
BaKyyMe IoJry4aiy 12 Mr yKa3aHHOTO B 3ar0JIOBKE coeTMHEHUs (BBIX0J] 26%) B BUJIE ITOPOIIIKA OEJIOTo IIBETA.

IMpumep 1, cnocob 14. 5-[(4-Metokcudenunn)meTokcu|-2-(mupuaut-3-mmn)-1,3-0eH30Kcaz3ol.

oy AMP (500 MI'u, AMCO) 9,32 (d, J = 1,8 I't, 1H), 8,80 (dd, J = 4,8, 1,6 I'n, 1H), 8,50 (dt, J = 8,0, 1,9
I'y, 1H), 7,72 (d, J = 8,9 I', 1H), 7,65 (dd, J = 7,9, 4,8 Ty, 1H), 7,47 (d, J = 2,5 'y, 1H), 7,42 (d, J = 8,6 I'Ly,
2H), 7,10 (dd, J = 8,9, 2,5 I'y, 1H), 6,96 (d, J = 8,6 'y, 2H), 5,11 (s, 2H), 3,76 (s, 3H). Tr(MET-YB2XXX-AB-
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101) = 3,56 mun, (ES") (M+H)" 333.
CJ'IGIIYIOHII/IG MMPpUMEPLI NOJTYy4YaJIu COIJIaCHO CHOCOﬁy 14, OIMMMCAaHHOMY BBIIIIC.
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Tab6muma 15
TTpum. Crpyxrypa Mo. Hassanue no Jannsie XKX-MC
Mmacca TUPAC
. 5@
N Tr(MET-YB2XX-
7 MeTOKCH(eHIT)Me
® AB-101) = 3,56
1 P 332,35 TOKCH]-2-
| MmunyT, (ESY) (M +
S (mupuyH-3-1)-
| H)* 333
1,3-6en3okcaszon
5-[(3-
5 Tr(MET-YB2XX-
@: p 3 MeTOKCH(EHHM)Me
- W I AB-101)=3,58
2 B 332,35 TOKCH|-2-
N munyT, (EST) (M +
S | (mupuauH-3-1)-
H)' 333
1,3-Gen3okcazoin
o 5'[(5'
>_(\> Tr(MET-YB2XX-
NN METOKCHTTUPH U H-
o AB-101)=2,61
3 /\H 333,34 | 2-um)meroxcu]-2-
LI muHyT, (ES") (M +
o N (mmpuauH-3-1w1)-
| H)" 334
1,3-6en30KCca301
2~(mupunue-3-un)- | Tr(MET-YB3XX-
AR
J|\/|\ ,)—O 5-(nupuanH-3- AB-101)=1,73
4 > oA A= | 303,31
N | HIMETOKCH)-1,3- munyT, (EST) (M +
OeH30KCa30.1 H)" 304
5-{5H.GH-
nmMuaasol2,1- Tr(MET-YB2XX-
\ b][1,3]rmason-3- AB-101) = 1,47
5 {? /©:/ —.7 135039 10131 =L
\ij/\ HJIMETOKCH }-2- munyT, (ESY) (M +
(mupuauH-3-1)- H)* 351
1,3-6en3oKkcazon
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o 5'[(5'
>i 7N, Tr(MET-YB2XX-
. N — METOKCHITUPHIHH-
) AB-101)=2.45
6 o 333,34 | 2-um)merokcu]-2-
\ munyT, (ESY) (M +
e Y (mpunuH-4-1w1)-
| H)* 334

1,3-6eH30KCca301

° S-[(1-meTwn-1H-
. ,@ 7 /_N\ mpazon-4- Tr(MET-YB)KX-
7 ff 306,32 | wmm)MeTokcu|-2- AB-101) = 2,4 MunyT,
"\ (tmpunuH-3-1w1)- (ES™) (M + H)* 307

1,3-6eH30KCca301

Jumermn({3-[4-

{[2-(mupuaun-3-
({[2-(rup Tr(MET-YBIXX-

2 wn)-1,3-
L0 AB-101)=2,01
8 /©/\ 403,47 | Gemsoxcazon-5-
\T/\/\o munyT, (ES*) (M +
wi]okcu } MeTiun)
H)" 404

SHOKCH|IPOTIHIT} )a
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Cnoco06 15.
Cxema crocoba 15
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Cranus 1, cioco6 15. N-Metokcu-N-metun-2-[ 2-(mupunuH-3-mi)- 1,3-0eH30Kca3011-6- 11 |ae TaMu /.

K mepememmBaemMomy pactBopy 2-(mupuauH-3-mi)-1,3-6eH30Kca30-5-mi]ykcycHo kucnotel (200 wr,
0,79 mmoup) B N,N-mumetmidopmamuze (2 mi) nodasmsum N-MeTokcuMeTaHaMuHa ruapoxiopun (92 mr, 0,94
MMoOJIb), 1-[0uc-(mumernnamuHo)meTmieH|-1H-1,2,3-tpuazono[4,5-b]mupuauanym 3-okcun rekcadropdocedar
(329 wr, 0,86 MmMoup) 1 aumzonpormTHaamMuH (0,41 i, 2,36 MMOJb). PeakiimoHHyI0 cMech TepeMeITBaIn
MIPY KOMHATHOW TeMIIepaTyphl B TeUEHHE 2 9, 3aTeM pachpelessuii MexXay stuiarneraroM (20 mur) u Bogoit (20
MJ1). OpraHYecKuii SKCTPAKT CYIIWIN Hal CyiIb(paToM HATpHs, GHIBTPOBAIN W KOHIIEHTpHpoBayd. [Tocme oun-
CTKH IIPH TTOMOIIM KOJIOHOYHOH (ud-xpomaTtorpaduu (crmmkarens, 50-100% sTunaneraT B renTaHe) mojyya-
JIM TBEPJIOE BEIIECTBO OEJIOTO IBETa, KOTOPOE 3aTEM PACTBOPSUTH B dTHiareTare (20 M) U IpOMBIBAIU BOJION (2
x 15 Mi). OpraHu4ecKuil SKCTPAKT CYIIMIN Haa Cyib(aromM HaTpus, GUIBTPOBAIH W KOHIIEHTPHPOBAIHN C TTOJTY-
yeHHeM 162 Mr yka3aHHOTO B 3aroJIOBKE COCOUHEHUS (BbIXoX 69%) B BHIE TBEPIOTO BEIIECTBA OCIIOTO I[BETA.
Tr(METCR1278) = 1,54 mun (ES") (M+H)" 298.

Cranus 2, cnioco6 15. 1-(ITupunun-2-nn)-2-[2-(mupuans-3-un)-1,3-0eH30KCca301-5-mi|3TaH-1-0H.

K pactBopy 2-6pommupununa (94 mr, 0,59 mMoins) B Terparuapodypane (4 mi) npu Temneparype -78°C
0 KarwisiM 1o6aBisiin H-OyTwmmuTuii (1,6 M pactBop B rekcanax, 0,40 mur, 0,64 mmons). Ilocne mepememBa-
Hus B Tedenne 30 muH mpu Temmepatype -78°C mo kamisMm no0aBisuid pacTBop N-meTokcH-N-meTwi-2-[2-
(mupuauH-3-1mn)-1,3-6en3okcaszon-6-unameramuaa (160 mr, 0,54 mmons) B Terparuapodypane (2 mi). 3atem
YKa3aHHYIO pEeaKIIMOHHYIO CMEeCh TiepeMelnBalii pu Temiieparype -78°C B Teuenue 1 4, 3aTeM OCTaBJIsUIA Ha-
TpeBaThCs 0 KOMHATHOHM TeMIIepaTyphl U IepeMeIInBaIy B TeUeHne 1 4.

PeakmoHHyI0 CMeCh OXJIaXKAaIH 10 TeMIreparypsl -78°C 1 Taciiiid IIPH IOMOIIH HACBIIIEHHOTO PacTBOPa
xyopuna aMMoHUS (1 miT). YKa3zaHHYIO cMeCh pa30aBiisiiii Bogo# (30 MiT) M 9KCTparupoBalld dTHIIALIETATOM (2 X
30 mur). OObeTMHEHHBIE OpTraHMYECKHe dKCTPAKThI CYIIWIM Hall Cyib(paToM HATpHsl, QUILTPOBAIN U KOHIICH-
TpupoBaiy. [lociae OYMCTKH MpU MOMOIIM KOJIOHOYHOH (udI-xpomaTorpadun (cunmkarens, 0-100% stunane-
TaT B TENTaHe) MoJydyanu 44 Mr yKa3aHHOTO B 3aroJIOBKE COeAMHCHHS (BBIXOX 26%) B BHUIC TBEPAOTO BEIECTBA
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6emoro mnBeTa. oy SAIMP (500 MI'n, xmopodopm) 9,46 (d, J = 1,6 I'u, 1H), 8,79-8,73 (m, 2H), 8,51 (dt, ] =8,0, 1,9
I'y, 1H), 8,07 (d, J =7,8 Ty, 1H), 7,84 (td, J =7,7, 1,7 I'u, 1H), 7,78 (d, J = 1,3 T'u, 1H), 7,56 (d, J = 8,4 T'u, 1H),
7,53-7,45 (m, 2H), 7,38 (dd, J = 8,4, 1,6 'y, 1H), 4,70 (s, 2H). Tr(MET-YB2XXX-AB-101) = 2,82 mun, (ES")
(M+H)" 316.

Cramus 3, cioco6 15. 1-(ITupunua-2-mn)-2-[2-(mupuauH-3-wmn)- 1,3-6eH30Kkca3o-5-ui |3taH- 1 -oi1.

B atmocdepe azora mpm KoMHaTHON Temmepatype Ooprunpua Hatpus (5 mr, 0,13 MMoIib) mo0aBIsuH K
nepeMenmuBaeMoMy pacTBopy 1-(mmpuaun-2-un)-2-[2-(mupuaus-3-mn)-1,3-6eH30kca3on-5-mi|3tan-1-ona (34
Mmr, 0,11 Mmons) B 6e3BomHOM Terparuapodypane (1 M) u meranone (0,044 mi, 1,08 MmMmois). Peakimonnyro
CMECh TEPEMEIINBAIN IIPH 3TOH TEMIIEpaType B TeUeHHE 2 4. YKa3aHHYI0 CMeCh racin npu nomomtn Bogst (0,5
MI), pa30aBisIM Bomoi (15 Mi) u skcTparupoBany stuinaneTatoM (2 x 15 mur). OObeANHEHHBIH OpraHMYecKUi
9KCTPAKT CYLIWIN Hajd Cylb(paToM HATpus, QHIBTPOBAIN M KOHUEHTpupoBaiad. Ilocie OYMCTKH MPH MOMOIIU
KOJIOHOYHOH (himi-xpomarorpadun (cnnmkarens, 20-100% sTrnaneraT B renTaHe) Mogyvand 7 MI yKa3aHHOTO
B 3aroJioBKe coequHeHus (Bbixoq 20%) B BHJE TBEpAOTO BellecTBA OEJIOr0 IBETA.

IMpumep 1, cnoco6 15. 1-(ITupunun-2-wmn)-2-[2-(mupuans-3-nn)-1,3-6eH30Kkcazoin-5-mwi|3tad-1-o1.

Ou AMP (500 MI'y, IMCO) 9,33 (s, 1H), 8,80 (d, J = 4,2 ', 1H), 8,60-8,47 (m, 2H), 7,78 (t, ] = 7,6 I'Ly,
1H), 7,70-7,62 (m, 2H), 7,59 (s, 1H), 7,46 (d, J = 7,8 ', 1H), 7,31-7,23 (m, 2H), 5,55 (br, s, 1H), 4,89 (dd, ] =
7,6, 4,5 I'n, 1H), 3,27 (dd, J = 13,8, 4,4 ', 1H), 3,04 (dd, J = 13,6, 8,0 I', 1H). Tr(MET-YB3XX-AB-101) =
1,43 vun, (ES") (M+H)" 318.

Crenyromue mpuMepsl MOTydalid COrIacHo crnocoly 15, onucanHOMY BBIIIE.

Tabmmma 16
TTpum. Crpykrypa Mo Hassanue no Hannsie XKX-MC
Macca IUPAC
1-(nupunus-2-un)-
Tr(MET-YBOXX-

on 8, =" 2-[2-(mmupugus-3-
. )—@ AB-101) = 1,43
1 A " 317,34 wn)-1,3-
S | munyT, (ES) (M +

GeH30KCca3on-5-

H)* 318
uil3tan-1-on
1-(mupuauH-2-1)-
Tr(MET-YB2XX-
o ° =N 2-[2-(rmpuauH-3-
) }—@ AB-101)=2,82
2 = N 315,33 un)-1,3-
| munyT, (ESY) (M +
A 6eH30Kcazon-5-
H)" 316
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Cramus 1, cmoco6 16. 6-Metokcu-2-[2-(mupuauH-3-mn)-1,3-6eH30Kkca301-5-ui]-1,2-1uruapon30X HHOJTHH-
1-on.

6-Merokcumzoxunonut-1(2H)-on (64 mr, 0,36 MMoIb), 5-0pom-2-(tupuanH-3-un)-1,3-6en3okcazon (150
mr, 0,55 mmons), fiomun meau(l) (14 mr, 0,07 mmons), L-npomun (17 mr, 0,15 MMonab) u 6e3BOIHEIN KapOOHAT
kayus (100 mr, 0,73 MMOJIb) HOMEIANH B KPYIIIOAOHHYIO KOOy B atmMocdepe azota. JJobasmsum JJMCO (5 mi)
Y YKa3aHHYIO CMeCh Harpesaiu npu temreparype 120°C B reuenune Houn. JlobaBisiian Boay (6 M) ¥ STHNIALIETAT
(10 M) m cMech QuIbTpoBanu. TBEpI0€ BEIMIECTBO MPOMBIBAIN dTHIIANIETATOM (2x5 MIT) M BomoH (2x2 Mi) u
MePEKPHUCTAILTH30BEIBAIN 13 cMecu MetaHoma (40 mur) u IMCO (3 M) ¢ ropsanM QUIIETPOBAHUEM C TTOTyYCHH-
eM 23 MT yKa3aHHOTO B 3arojIOBKe coeauHeHus (Bbxox 17 %) B BHIE MOPOIIKA HOYTH OEJIOTO IIBETA.

Ipumep 1, cmoco6 16. 6-Mertokcu-2-[2-(mupuaun-3-mn)-1,3-6eH30Kca30-5-mi]-1,2-muruapon3o-
XUHOJIMUH-1-0H.

Sy SIMP (500 MI'n, AMCO) 9,41 (br, s, 1H), 8,85 (br, s, 1H), 8,59 (d, ] = 8,0 I';, 1H), 8,18 (d, J = 8,8 'Ly,
1H), 8,00-7,94 (m, 2H), 7,69 (dd, J = 7.9, 4,8 T, 1H), 7,55 (dd, J = 8,6, 2,1 T'y, 1H), 7,51 (d, J = 7,4 T'u, 1H),
7,23 (d,J=2,5Tu, 1H), 7,14 (dd, J = 8,9, 2,5 ', 1H), 6,69 (d, J = 7,4 I'n, 1H), 3,91 (s, 3H). Tr(MET-YB3XX-
AB-101) = 2,86 mun, (ES") (M+H)" 370.
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Crnenyromuii mpuMep MoIy4ay COrjacHo crmoco0y 16, OMMCaHHOMY BEITIIE.

Tabnuma 17
TIpum. CrpykTtypa Mot Hassanue no Hannere XKX-MC
Mmacca IUPAC
6-MeTOKCH-2-[2-
(mupuaus-3-um)-1,3-
Tr(MET-YBOXX-AB-

i PRV 6eH30KCa301-5-1i]-
1 /@:‘j/@:ﬂa 369,37 101) = 2.86 MuHyT,
g P

1,2-
(ES+) (M + H)+ 370
JUTHAPONU3OXHHOIA

H-1-0H

Cnoco6 17.
Cxema crocoba 17

N0 \OD)%F
[ L . A
H,N F N = Crazs 1 EEL}N)_Q

Cragus 1, crocob 17. 2-(ITmpupnn-3-mm)-N-[2,2,2-pudrop-1-(4-mMeToxcudenun )T -
[1,3]okcazomno[5,4-bmupuauH-6-aMuH.

K nepememmuBaemomy pactBopy 2,2,2-tpudrop-1-(4-metoxcudenun)sranona (51 mr, 0,25 MMonb) B TeT-
parunpodypane (2,5 mi) npu temmneparype -78°C nobasnstiiu 1 M pactBop xnopuza tutana(IV) B quxmopmera-
He (0,25 mi, 0,25 mMMoib). 3aTeM CMech OCTaBJIsUIM MEpeMellnBaThCs B TedeHue 10 MUH mpu TemmepaTrype
-78°C u 3arem nodasmsiim 2-(nmupuauH-3-mwi)-[ 1,3 Jokcazono[5,4-b mupunnn-6-amus (53 mr, 0,25 MMob, moiy-
YEeHHBIH B COOTBETCTBUHU CO CIIOCOOOM 19) m cMech OCTaBIISIM HAarpeBaThcs O KOMHATHOW Temmepatypshl. [lo-
6asysuy TprdTHiIamMuH (0,1 M, 0,75 MMOJB) M YKa3aHHYIO CMECh IepEMENINBAIIN TIPH KOMHATHOH TeMIepaType
B Teuenune 3 4. K cmecu nobasmsumm metanon (0,2 mir) ¢ mocneayomuM nodaBieHuemM oopruapuaa Hatpus (28
MT, 0,75 MMOJIb) ¥ TIOTYYEHHYIO CMECh TIepeMENTUBAIA PU KOMHATHOW TeMIiepaType B TeUeHUE HOYHU. Y Ka3aH-
HYIO0 cMech 00pabartbiBaiu OopruapuaomM Hatpus (28 mr, 0,75 MMOIIb) B NIepeMemuBaId P KOMHATHON TeM-
neparype B T€UCHHE HOUYW. YKa3aHHYIO CMeCh pa30aBisuid Bomoi (15 MII) M AKCTparupoBalik TUJAIETATOM
(2x15 mia). OObeTMHEHHBIE OPTAaHWMYECKUE dKCTPAKTHI CYIIWIM Haa Cyab(haToM HATpus, QUILTPOBAIN W KOH-
nenTpupoBand. [locne ounctkn mpu momoumm npenapatuBHod BOXKX (aneronutpmi/Bona) momydamu 1,7 mr
YKa3aHHOTO B 3ar0JIOBKE COeIMHEHU (BBIX0X 2%) B BHJIE TBEPAOTO BEIIECTBA KOPUYHEBOT'O IIBETA.

ITpumep 1, croco0 17. 2-(ITmpupnn-3-mm)-N-[2,2,2-pudrop-1-(4-mMeTokcudenmn )i -
[1,3]okcazomno[5,4-b|nupuauH-6-aMuH.

oy AMP (500 MI'u, AMCO) 9,29 (d, J = 1,7 I'i, 1H), 8,80 (dd, J = 4,8, 1,6 I'n, 1H), 8,48 (dt, J = 8,0, 1,9
I'y, 1H), 8,06 (d, J = 2,6 I'u, 1H), 7,66 (d, J = 2,6 I'n, 1H), 7,64 (dd, J = 8,0, 4,9 I'u, 1H), 7,56 (d, J = 8,7 I'L,
2H), 7,08 (d, J = 10,3 I'y, 1H), 6,97 (d, J = 8,8 I'y, 2H), 5,64 (p, J = 8,4, 7.9 ', 1H), 3,74 (s, 3H). Tr(MET-
VB2XX-AB-101) = 3,23 mun, (ES") (M+H)" 401.

Crieyromuii mpuMep MOIyJalld COTJIACHO crmoco0y 17, onmrcaHHOMY BHITIIE.

Tabmuma 18
TMpum. Crpyxrypa Mo Haspanue no JManmsie XKX-MC

macca IUPAC

2-(mupuauH-3-1)-

N-[2,2,2-tpudrop-

N
S °>_</j\> Tr(MET-YBXX-
e = N/ =N ]'(4'
.

AB-101)=3,23
1 400,35 | mMerokcuheHn)ITH
1<F 1 munyT, (ESY) (M +
) -

| H)" 401
[1,3]okcazomnol5,4-

b|mipuaun-6-aMuH
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Cramus 1, cioco6 18. 3-{6-[2-(4-Metokcudennn)atunni]-[ 1,3 ]okcazomno[5,4-b|mupuauH-2 -1 } TUPUAH.

Cwmech 3-{6-6pom-[1,3]okcazomno[5,4-b|mupunun-2-wi} mapuauaa (50 mr, 0,18 MMOJIb, TOYIEHHOTO B CO-
OTBETCTBHH cO criocoboM 11), 1-aTuaMI-4-MeTOoKcHOeH30ma (72 mr, 0,54 mMonp) u Honuaa menu(l) (3 mr, 0,013
MMoutb) B 1,4-mrokcane (1,5 mur) u tpmwdTmamud (0,13 mut, 0,90 MMoTb) Aera3upoBalid B MMOTOKE a30Ta B Tede-
aue 10 mun. JJob6aBnsm xnopua namianus(Il)-tpudennndocdun (1:2:2) (9 mr, 0,013 MmMomb) 1 cMech TiepeMe-
mmBany npu temrneparype 80°C B Tedenune 2 4. 3aTeM yKa3aHHYIO PEaKLIHOHHYIO CMECh MacIITabupoBalll, Cie-
Iyst TOH ke mpouenype, ¢ 3-{6-0pom-[1,3]okcazono[5,4-b]mupuann-2-nn} mupuanaom (200 mr, 0,72 MmMois), 1-
STHHUI-4-MeTOKCcHOeH3010M (287 wmr, 2,17 mmons), Hogumom meau(l) (10 mr, 0,053 MMOIIB), TPUATHIAMHHOM
(0,50 mu, 3,61 mmons) u xnopugom namutaaus(1l)-rpupennndocdunom (1:2:2) (37 mr, 0,052 mmons) B 1,4-
nuokcane (6 mMi) u nepememBain npu temneparype 80°C B Tedenue 2,5 4. 3aTeM 00e peakIIOHHBIE CMECH
o0BeanHsIH, pa30aBsuk BoAOH (35 MiT) u dKCcTparupoBanu tuiarneratoMm (2 x 35 mi). OObeTUHEHHBIE OpTa-
HUYECKUE 3KCTPAKTHI CYIIMIN HaJl CylIb(aToM HaTpus, GuibTpoBain W KOHUEHTpUpoBain. [locie ouncTky npu
MIOMOIIN KOJIOHOYHOH (um-xpomaTorpaduu (cummkarens, 0-100% strnanerar B renrane, a 3atem 0-10% me-
TaHOJA B AUXJIOpPMETaHe) morydann 188 Mr yka3aHHOTO B 3arojioBke coenHeHus (Bbxox 63%) B BUIe TBEPHO-
ro BemecTBa KopraHeBoro nseta. Tr(METCR1278) = 2,24 mun (ES™) (M+H) " 328.

Cramuss 2, cmocod 18.  3-{6-[(Z)-2-(4-Metokcudenmn)ateann]-[ 1,3 Jokcazomno[5,4-b|mupuann-2-
YT} TUPHTAH.

K mnepememmuBaemomy pactBopy 3-{6-[2-(4-meToxcudenmn)yTaurmi]-[ 1,3 ]okcazono[5,4-b]mupunna-2-
v} mupuauaa (88 mr, 0,27 mmoins) n xunosmHa (0,032 mi, 0,27 MMoinb) B TeTparuapodypase (4 Mir) ¥ dTaHoIe
(4 M) B atMocdepe a3oTa B COCyAe IO JaBieHHeM N00aBisuti Katanuzarop Jlmaanapa (9 mr, 0,032 MMob).
VYkazaHHyI0 cMech noMelay B atMocdepy Bogopona (1 6ap), Harpeanu o temneparypsl 80°C u nepemernu-
BJIM TIPH TOH TeMIiepaType B TedeHne Houn. CMech (GUIIbTpOBaIM U MPOMBIBaIHN TeTparuapodypanom (10 mi),
3areM (UIBTPAT KOHIEHTPUPOBAIH. 3aTeM YKa3aHHYIO cMech oOpabaThiBaiy KaTaiauzaropoM Jlnnamapa (8,6 mr,
0,032 mmonb), moMerianu B atMocdepy Bogopona (3,5 6ap), HarpeBanu 1o temrnepatypsl 80°C u nepemennBa-
JIY TIpU 3TOH TeMIiepatype B TedeHue Houn. CMech QUIBTPOBAIM U MPOMBIBANK TeTparuapodypanom (10 mi).
@unbTpaT KOHIEHTPUPOBAIH U MOCJIE OYUCTKH MPH MOMOIIYM KOJIOHOYHOH (uidII-xpoMaTorpaduu (CHINKarens,
0-3% meraHon B quxiopMerade) U npenaparuBHoi BOXXX (amerornTpri/Boaa) momaydanu 6,2 M yKa3aHHOTO B
3aroJIOBKe coeMHEHUs (BBIX0T 7%) B BHJIE TIOPOIITKA OEIIOTO IBETA.

IIpumep 1, cmoco6 18. 3-{6-[(Z)-2-(4-Metokcudenwn)arernn]-[ 1,3 ]okcazomno[5,4-b|mupuaua-2-
YT} TUPHTAH.

du SAAMP (500 MI'u, AMCO) 9,35 (d, J = 1,9 ', 1H), 8,84 (dd, J = 4.8, 1,6 'y, 1H), 8,54 (dt, J =8,0, 1,9
I'y, 1H), 8,25 (d, J = 1,8 I'y, 1H), 8,05 (d, J = 1,8 I'y, 1H), 7,67 (dd, J = 8,0, 4,8 ', 1H), 7,17 (d, J = 8,7 I'L,
2H), 6,85 (d, J = 8,7 I'y, 2H), 6,79 (d, J = 12,1 T'y, 1H), 6,69 (d, J = 12,1 I'y, 1H), 3,74 (s, 3H). Tr(MET-
VB2XX-AB-101) = 3,53 mun, (ES") (M+H)" 330.

Cnoco6 18.
Cxema crocoba 18
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CHGHyIOHII/IG MMPpUMEPLI NOJIYyHYaJIu COIJIaCHO CHOCO6y 16, OIMMMCAaHHOMY BBIIIIC.
Tabmuna 19
TTprm. Crpykrypa Mon. | Hassauue mo IUPAC HMannbre KXX-MC

Mmacca

~, 3-{6-[(2)-2-(4-
Tr(MET-YB2XX-
METOKCH(EHILT)ITeH!
: 3293 ne (5.4 AB-101)=3,53
LN 1]-[1,3]okcasomnol5,4-
~ l />_@ 5 munyT, (EST) (M + H)*
B N N — b|mupuaun-2- 330
H W} THPHIAH
3-{6-[2-(4-
o, Tr(MET-YB2XX-
[ ,)—\é__\> METOKCU(DEHUT)3THHH
S = 3273 AB-101)=3,73
2 I/AT‘/ 1]-[1,3]okcazonol5,4- N N
PNy 4 munyT, (ES*) (M + H)
i blnupuauH-2-
328
W} TIAPUIUH

3-{6-|2-(mupunun-3-
Tr(MET-YBDXX-

7] NN HJT)3THHI |-
b A =y | 2983 AB-101)=2,55
3 P e [1,3]oxcazonol5,4-
i 0 munyT, (EST) (M + H)*
=, hlnupuauH-2-
299
W} TP IMH

Cmoco6 19.
Cxema crocoba 19

Cragus 1

o

: " | Cragus 2

Cranus 1, cioco6 19. 2-(TTupumun-3-nn)-[ 1,3 Jokcazono[5,4-b | mupuauH-6-aMuH.

[TpoOupky /U1t TpOBEACHUS PEAKLUiA 0] TaBICHUEM 3arpysxanu 9,9-numernin-9H-kcanten-4,5-numn)ounc-
(mudenundocpanom (189 mr, 0,33 mmonb), Tpuc-(nubeHsunmuaeHaneroH)unamiaguem (0) (100 mr, 0,11
MMoOIb), 3-{6-6pom-[1,3]okcazono[5,4-bnupuaun-2-nn} nupuanHoMm (300 mr, 1,09 MMoib, MOTy4YEHHBIM B CO-
OTBETCTBHH co criocodom 11), nudpennnmerannmutom (236 mr, 1,30 Mmmons) u kapbonatom neswus (1,06 T, 3,26
mmoib) B N,N-aumernnaneramuze (6 mir). YKazaHHYIO CMeCh JIeTa3upOBAJIM C MCIIOJIB30BaHUEM MOTOKA a30Ta B
tederne 10 MuH. 3aTeM yka3aHHYIO CMeCh HarpeBaim Jo Temreparypbl 110°C u nepeMenmmBaiy Ipu dTOH TeM-
nepatype B TeUCHHE HOUM. YKa3aHHYIO cMech pa30aBisii Bogor (70 Mir) M SKCTparupoBalii STHIALETaToM (2 X
70 mu). OObeTMHEHHBIE OpTaHMYECKHe dKCTPAKThI CYIIWIM Hall Cyib(paToM HATpHsl, GUILTPOBAIN U KOHIICH-
TpupoBanu. OcTtatok pa3baBismu TeTparuapodypanoM (15 mi), 2 M pacTBOpOM COJISTHOW KHUCIOTHI (6 M) U
CMECh BBIICpKMBAIM MPH KOMHATHON TemIieparype B TeueHHe | 4. YkazaHHyI0 cMech pasbamisuid Bogoi (30
MJI) B dKcTparupoBasin dTwianeratoM (30 Mi). 3aTeM BOJIHBIM SKCTPAKT MOAIIETAYNBATN MPHU ITOMOIIN HACHI-
IIEHHOTO pacTBopa OukapOonara Hatpust 10 pH 8-9 u skcrparuposanm stunaneraroM (2 x 50 mur). Oprannye-
CKHE 3KCTPAKTHI CYIIIIN HaX CyTb(haToM HATpHs, PUIBTPOBAIHN M KOHIICHTPUPOBAIHU. TBEPABIA OCTaTOK PaCTH-
panu ¢ AUXJIOPMETAHOJIOM C MOIy4eHUueM 94 Mr yKa3aHHOTO B 3aroJIOBKE COEIMHEHUS B BUE TBEPJAOrO BEIIECT-
Ba CBETJIO-KOPUYHEBOTO 11BeTa. OHIbTPaT KOHIEHTPUPOBAIIH, 3aTEM OYHIIAIH P TOMOIIHM KOJIOHOYHOH (Ira1m-
xpomarorpaduu (cuukarens, 0-100% renran B aTHianerate, 3areM 10% MeTaHON B AUXIIOPMETAHE) U MOJTyda-
i 18 Mr ykazaHHOTro B 3arojioBke coenHeHus (Bcero 112 mr, Beixon 40%) B BuJe TBEPIOTO BEIIECTBA CBETIIO-
kopuunesoro nseta. T(MMETCR1278) = 1,17 mun (ES") (M+H)" 213.

Cragus 2, cmocod 19. 5-Merokcu-2-[2-(mupunaun-3-mn)-[1,3]okcazomno|5,4-b]mupuana-6-mil-2,3-
nuruapo- 1 H-uzounnoin-1-oH.

K rugpuny nvarpus (60% B muHepaisHOM Macie, 15 mr, 0,37 MMoip) B aTMOchepe a3oTa 100aBIsIIN pac-
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TBOp 2-(mmpuanH-3-un)-[1,3]okcazono[5,4-bnupuaun-6-amuna (50 mr, 0,18 Mmone) B TeTparunpodypane (2
wit). CycrieH3WIo TepeMeInBaId NMpH KOMHATHOW Temmeparype B TedeHwe 10 muH. JloOaBmsnmm stmm 2-
(6pommeTnn)-4-metokcnbenzoar (50 mr, 0,18 Mmons, omucanHblid B qokymenTe W02009042907) B TeTparum-
podypane (1 M) ¥ MOTYy4EHHYIO CMECh NEpPEeMENTUBAIM TPY KOMHATHOW TeMriepaType B Teuenne 1 4. Cmech
HarpeBaiu o0 Temneparypsl 60 C 1 mepemMenmBaiy B TeUeHUE 2 4, 3aTeM BBIICPKUBAJIA TPU KOMHATHOH TEM-
neparype B TeueHUEe HOYH. YKa3aHHYIO CMeCh pa30aBisiiin BoIoH (6 MiT) U QUIBTPOBAIH C IMOJTYICHHEM TBEPIO-
ro BemecTBa KopuaHeBoro nsera (22 mr). [locie mepexpuctammmanusa w3 JJMCO (1 m) u anerorutpuna (1
M) 1 nepekpuctauuzanuy u3 JIMCO (2 mun) momydanu 1,5 Mr yka3aHHOTO B 3aroJIOBKE COSIMHEHUS (BBIXOT
2%) B BHZIE TIOPOILKA ITOYTH OENIOro IBeETa.

Ipumep 1, cmoco6 19. 5-Merokcu-2-[2-(mupuaun-3-mn)-[1,3]okcazono[5,4-b]mupuana-6-mil-2,3-
nurunapo-1 H-uzoungomn-1-ox.

Oy SAAMP (250 MI', AMCO) 9,40 (s, 1H), 8,90 (d, J =2,4 'y, 1H), 8,85 (d, J =5,5 'y, 1H), 8,74 (d,J =24
I'y, 1H), 8,57 (dt, J =8,0, 1,9 I'y, 1H), 7,76 (d, ] = 8,5 'y, 1H), 7,67 (dd, J = 8,3, 4,6 I'y, 1H), 7,28-7,20 (m, 1H),
7,13 (dd, J = 8,4, 2,2 T, 1H), 5,10 (s, 2H), 3,93 (s, 3H). Tr(MET-YBDXX-AB-101) = 2,67 mun, (ES") (M+H)"
359.

Crienyromuii mpuMep TMOIyJalld COTJIACHO croco0y 19, onmrcaHHOMY BHITIIE.

Tabmmma 20
TIpum. Crpykrypa Mon. | Hassamme mo IUPAC Hannsre XKX-MC
Macca
S-meTokcu-2-[2-
we e (mupuauH-3-u1i)- Tr(MET-YB2XX-
s [ P e \>
o =y [1,3]okcazomno|5,4- AB-101) = 2,67
1 358,35
b|nupumuH-6-11]- munyT, (ESY) (M +
- 2,3-muruapo-1H- H)* 359
H30HHI0J-1-0H
Croco6 20.
Cxema criocoba 20
cl o
N7 x

N
L . )
Craaus 1 Craaus 2 KE Cragus 3
o

0
|

o

Nl)ﬁ 0, —

Yo OO —— G
Cramust 4 0)\/“

0
03}\ |

Cragus 1, cnoco6 20. Metun 5-MeTokcHITHpa3uH-2-KapOOKCHIIAT.

K metnn 5-xnoprupasun-2-kap6okcunary (2,00 r, 11,6 mmoins) B atMocdepe azora nodasisutu 0,5 M pac-
TBOp METOKCHJIa HaTpus B MeTaHome (27,8 mi, 13,9 mmonp). CMech HarpeBaim ¢ OOPAaTHBIM XOJOIMIEHUKOM
mpu temreparype 90°C B teuenne 15 muH. JloGasmsuy Boay (80 M) W cMeCh DKCTParupoBalid dTHIIAIETATOM
(2 x 100 mir). OObeAMHEHHBIE OPTaHUYECKHE SKCTPAKTHI CYIIMIN HaJ CyJIb(paToM HaTpHs, GUIBTPOBAIN U KOH-
HEHTPHPOBAIH € MoiydeHneM 1,68 T yka3aHHOTO B 3aT0JIOBKE COSIMHEHU (BBIX0X 79%) B BHIE MOPOIIKa Oero-
ro ngeta. oy SIMP (500 MI'u, xnopodopm) 8,88 (d, J = 1,2 I'u, 1H), 8,28 (d, J = 1,2 I'u, 1H), 4,05 (s, 3H), 4,00
(s, 3H). T((METCR1278) = 1,23 mun (ES") (M+H)" 169.

Cramus 2, cioco6 20. (5-MeTokcunupasuH-2-1iI)MeTaHOJ.

Boprunpun Harpus (270 wmr, 7,14 MMonb) A00aBISIIM K TEPEMENIMBAEMOMY pAacTBOPY METHI 5-
MeTOoKcunupasuH-2-kapookcmiata (200 mr, 1,19 mmons) B 6e3BogHOM TeTparuapodypane (8 mMi) B atMochepe
a3ora. YKa3aHHYIO CMeCh HarpeBajy ¢ 0OpaTHBIM XOJOAWIBHUKOM Ipu Temreparype 65°C B TeueHue 15 muH,
TMIOCJIE YeTo MeJUIEHHO N00aBisuti MetaHou (1,59 mi, 39,2 mMons). PeakiionHyro cMeck HarpeBain ¢ 00paTHBIM
XOJIONWIBHUKOM TIpu Temneparype 65°C B Tedenue 1,5 4. YkasaHHyI0 cMech racuiu Bozoit (0,5 mir), 3aTtem pas-
Gassu Bozoi (15 mut) m akcTparupoBayiv dtuiamneratom (2 x 25 mi), 3atem 20% 2-TponaHOIOM B TUXIIOpMeE-
tane (25 mi). OObeMHEHHBIE OPTaHUYECKUE SKCTPAKTHI CYIIWIN HaJl Cylb(aToM HATPpUsl, GUIBTPOBAIN U KOH-
HEHTPUPOBAIH C MoJydeHneM 115 Mr yka3aHHOTO B 3ar0JIOBKE COSIUHEHUS (BBIX0OX 69%) B BUIC TBEPJOTO KPH-
CTAJTUYECKOTo BemecTBa Oemoro 1mBeta. oy AMP (500 MI'n, IMCO) 8,28-8,16 (m, 2H), 5,41 (t, J = 5,8 T'n,
1H), 4,54 (d, J = 5,6 T', 2H), 3,90 (s, 3H). T((METCR1278) = 0,74 mun (ES") (M+H)" 141.
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Cranus 3, coco6 20. (5-MeTtokcumupasuH-2 -1 )METHIMETaHCYTE()OHAT.

K nmepememmBaemomy pactBopy (5-mMeTokcunupasuH-2-un)Mmeranona (73 mr, 0,52 MMoJb) B TUXJI0pMeTa-
He (1 mi) B atmMocdepe azota nobasmsumm TpudTHiIamuH (0,08 M, 0,73 MMOIIB) ¢ TTOCTEAYIOMUM T00aBICHUEM
MeTtaHcyabhormTxopuaa (0,042 mu, 0,55 MMoip). CMech mepeMenmBaiy Ipyu KOMHATHON TeMIiepaType B Te-
genue 1 4. 3aTeM cMech pacmpeaensin Mexay auxiopmeranoMm (10 M) u Bogoit (10 mur). OpraHndeckue Kc-
TPAKThI CYIIWINA HaJ CyNIb(haTOM HATPHs, GHIBTPOBANIH U KOHIEHTPUPOBAIN C TIOTY4YEHHEM 59 MT yKa3aHHOTO B
3aronoBKe coeMHEHus (BBIX0a 52%) B BHjie MacTa xkenroro mseta. Tr(METCR1278) = 1,25 mun (ES") (M+H)"
219.

Cranus 4, cioco6 20. 5-[(5-MeTokcunupasuH-2-uia)METOKCH |-2-(upuanH-3-1mi)- 1,3-0eH30KCca3071.

K runpuny natpus (60% B mMunepanpHoM Macine, 11,8 mr, 0,29 Mmoinb) B atmMocdepe a3oTa 100aBIIsIIH
pactBop 2-(tmpuanH-3-mn)-1,3-6eH30kcazon-5-ona (57 mr, 0,27 MMOJIb, TOTYYEHHOTO B COOTBETCTBUH CO CIIO-
cobom 14) B N,N-mumernindopmamuze (1 mir) 1 cMech nepeMeIInBaI IpH KOMHATHOW TeMIlepaType B TE€UEHUE
30 muH. loGaBnsum pacTBop (5-METOKCHNHpa3uH-2-wi)MeTHaMerancyiabdonara (59 mr, 0,27 mmons) B N,N-
muMetridopmamuze (0,5 M) U cMech IepeMelIMBaIN P KOMHATHOW TeMIieparype B TeueHue Houn. CMmech
TacwJId BOJIOH (2 MJ) U GUIBTPOBANIN C MOJYICHHEM TBEPJIOTO BEIIECTBA, KOTOPOE OYHINAIH P ITOMOIIN KO-
JIOHOYHOH (mI-xpomaTtorpadun (cummkarens, 0-3% MeTaHon B quxjopMeraHe) ¢ noiaydenneMm 20,8 mr yka-
3aHHOTO B 3aroJIoBKe coenHeHus (BbIXo 23%) B BUIe TIOPOIIIKA ITOYTH OEIIOTO MBETA.

IIpumep 1, crroco6 20. 5-[(5-MeTokcunupasuH-2-uia)MEeTOKCH |-2-(TupuauH-3-un)-1,3-6eH30KCca3011.

Sy SAMP (500 MTI'u, IMCO) 9,32 (s, 1H), 8,86-8,75 (m, 1H), 8,56-8,47 (m, 1H), 8,42 (s, 1H), 8,35 (s, 1H),
7,74 (d, J = 8,9 I', 1H), 7,68-7,61 (m, 1H), 7,54 (s, 1H), 7,14 (d, J = 8,9 I'y, 1H), 5,23 (s, 2H), 3,92 (s, 3H).
Tr(MET-YBDXX-AB-101) = 2,94 mun, (ES") (M+H) " 335.

Crnenyromuii mpuMep Mory4aiy coriaacHo crmoco0y 20, OMMCaHHOMY BEIIIIE.

Tabiumma 21
TMprm. Crpykrypa Mon. Hazsanue mo Hanmasre XXX-MC
Mmacca IUPAC
o 5-[(5-
| oS Tr(MET-YBDXX-
P METOKCHUITHPA3HH-2-
2 AB-101)=2.94
1 NM 33433 WIT)METOKCH]-2-
)\/\ munyT, (ES") (M +
e o (nupuanH-3-11)-
| H)* 335
1,3-0eH3oKcazon
Croco6 21.

Cxema crocoba 21

e -0 =
| X Cramqus 1 \ /

Cramus 1, coco6 21. 3-Merokcu-6-[2-(mupunun-3-mn)-1,3-0en3okcazon-5-wi]-5SH,6H,7H-tuppoio| 3,4-
b nupuauH-7-0H.

K rugpuny satpust (60% B muHepamsHOM Macie, 15 wr, 0,38 mmons) u 2-(nmupuaus-3-mn)-1,3-
6en3okcazon-S-amuny (41 mr, 0,19 mmonb) B atmocdepe azora no6amsiimm Terparuapodypan (2 mi). Cycnen-
3MI0 IEpEeMEIIMBAIIH [P KOMHATHOH Temneparype B Tedenne 10 muH. 3atemM 100aBisuin MeTHia 3-(0poMMeTHII)-
5-merokcunupuauH-2-kapbokcunar (50 mr, 0,19 mmonb, ommcanublid B myOmukamuu Heterocycles (2013),
87(10), 2071-2079) B TeTparuapodypane (1 M) U cMech epeMenuBan mpu Temreparype 60°C B Teuenue 2 4,
3ateM npu Temmepatype 70°C B Teuenne 2 4, 3ateM npHu temreparype 80°C B TeueHue 2 9, C MOCIETYIOIIHM
TIepeMeNMBaHuEM NP KOMHATHOW TeMriepaType B TedeHue 2 nHeil. Cmech paz0aBisum BogoH (2 Mir) u GUIIbT-
POBAIN C TIOJTyYEHUEM TBEPJIOTO BEMIECTBA, KOTOPOE pacTHpaM B dTujanerare (2 Mi) ¢ moxydenueM 18 mr yka-
3aHHOTO B 3aT0JIOBKE COSAMHEHHS (BBIX0 26%) B BHIIE MOPOIIKAa KOPUIHEBOTO I[BETA.

[Mpumep 1, cnoco6 21. 3-Mertoken-6-[2-(nmupuann-3-mn)-1,3-6en3okcazon-S-mi]-5SH,6H, 7H-nuppoo[ 3,4-
bnupuauH-7-0H.

Oy AMP (250 MI'u, AMCO) 9,38 (d, J = 1,5 I't, 1H), 8,81 (dd, J = 4,8, 1,7 I'n, 1H), 8,54 (dt, J = 8,0, 2,1
I'y, 1H), 8,48 (d, J = 2,7 I'y, 1H), 8,31 (d, J = 1,9 I'y, 1H), 8,02 (dd, J = 8,9, 2,2 T'u, 1H), 7,86 (d, J = 9,0 I'y,
1H), 7,73-7,58 (m, 2H), 5,06 (s, 2H), 3,99 (s, 3H). Tr(MET-YB2XX-AB-101) = 2,26 mun, (ES") (M+H)" 359.
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Crenyromuii npuMep Mojydaiy coriacHo croco0y 21, onrcaHHOMY BBILIE.
Tabnuma 22
[Mpum. Crpykrypa Mon. | Hasanue no [IUPAC Hannere XKX-MC

Mmacca

3-MeToKcH-6-|2-
S - (mupuans-3-mwi)-1,3- Tr(MET-YB2XX-
. } /@M} Q GeH30KCca30m-S-1mil- AB-101)=2,26
<§;/¢' SH,6H,TH- vumyT, (ESY) (M + H)*
—3 nppono|3,4- 359

b]nupuanu-7-on

Cmoco06 22.

Cxema criocoba 22
OH

cl HO
HO OH 0
T O S
NH, N Craus 1 LN |Crazms 2
N

YN . [Nj\/ S

Cranus 1, cioco6 22. N~(2,4-/iuruapoxkcneHun) THpuanH-3-KapOoKCaMH /.

K nepemenmmBaemomy pactBopy 4-amuHoOen3011-1,3-muon rugpoxnopuna (0,50 T, 3,09 MMois) B nupuan-
He (6 MJI) IpU OXJIKAECHHH JHJOM IO HOPLMSIM M00aBIsUTH THApOXJIopun HuKoTHHOWIXIopuaa (0,55 T, 3,09
MMoub). CMech MepeMenInBaiy pu KOMHATHON TeMIiepaType B TedeHue 16 4. YKa3aHHYIO cMech KOHIICHTpPH-
poBau B BaKyyMe M OCTaTOK paz0aBisuti Bonoit (50 mMi) u akcTparupoBanu stuianetatoM (2 x 60 mi). O0be-
JMHEHHBIE OpraHMYeCKHEe SKCTPAKTHI CYIIWIIN HaJl cyiab(aTroM HaTpus, GpuibTpoBanu U KoHIeHTpupoBamu. 1o-
CJIe OYMCTKH IPHU TIOMOIIH KOJIOHOYHOH (hidmi-xpomarorpadun (cunmmkarens, 30-100% sTunameraT B renrtaHe)
nonyyanu 148 Mr ykazaHHOTO B 3arojloBKe coenwHeHHs (BbIXo4 21%) B BHIE TBEpAOTrO BEIIECTBA CBETIIO-
KOpHU4HEBOTo 1Beta. oy AMP (250 MI'n, IMCO) 9,47 (d, J = 88,0 I'u, 3H), 9,10 (d, J = 1,7 'y, 1H), 8,73 (dd, J
=48, 1,5Tny, 1H), 8,28 (dt,J=7,9, 1,9 I'n, 1H), 7,53 (dd, J =7,7, 5,1 I'n, 1H), 7,20 (d, J = 8,6 T'u, 1H), 6,36 (d,
J=2,6Tu, 1H), 6,24 (dd, J = 8,6, 2,6 'y, 1H). Tr(METCR1278) = 0,79 mun (ES") (M+H)" 231.

Cramus 2, cioco6 22. 2-(ITupuaua-3-mr)-1,3-6eH30KCca301-6-01.

N-(2,4-Jurunpokcuderwn) mupuana-3-kapookcamug (150 mr, 0,65 MMOJIb) B YKCYCHYIO KHUCIOTY (3 M)
Harpesanu npu temnepatype 200°C B Teuenue 30 MUH B MUKPOBOJIHOBOM Meul. 3aTeM YKa3aHHYIO CMECh KOH-
LEHTPUPOBAJIM B BaKyyMe M OCTaTOK pacTHpajid B sTmianerare (10 mir) ¢ mosiydyeHueM 55 Mr yka3aHHOTO B 3a-
rojioBke coexauHeHus (Beixox 40%) B BUIE MOPOIIKA CBETIO-KOpHUIHEBOTO IBeTa. Oy AMP (500 MI'u, JIMCO)
9,96 (s, 1H), 9,28 (d, J = 1,7 I';, 1H), 8,76 (dd, ] = 4,8, 1,5 I'u, 1H), 8,45 (dt, J = 8,0, 1,9 I'u, 1H), 7,67-7,59 (m,
2H), 7,12 (d, J = 2,2 T'n, 1H), 6,89 (dd, ] = 8,6, 2,3 I'n, 1H). T(METCR1278) = 1,38 mun (ES") (M+H)" 213.

Cranus 3, cioco6 22. 2-(ITupunun-3-mi)-6-(mupuauH-3-wiMeTokcn)- 1,3-0eH30Kca3ol.

K runpuny narpus (60% B MuHepansaoM Maciie, 10 mr, 0,25 Mmoip) B atMocdepe azota goOaBisum pac-
TBOp 2-(mupuanH-3-un)-1,3-6eH3okcazon-6-ona (50 mr, 0,24 mmons) B N,N-aumetundopmamune (1 M) u cMech
TepeMeIInBaId IpU KOMHATHOH Temnepatype B Teuenne 30 mun. ['mapun vatpus (60% B MUHEpalnbHOM Macie,
10 mr, 0,25 mMomnb) u 3-(OpommeTwm)mupuAuH THApOOpoMua (66 mr, 0,26 Mmoisb) pacTBopsiii B N,N-
numeTrihopmamue (1 M) U mepemMenBaiy Mpu KOMHATHON TemnepaType B TedeHue 10 MuH. 3aTem 3Ty cyc-
TICH3HMIO JOOABISUTM K PEaKIIOHHON CMECH U MOJyYeHHYIO CMECh IepeMEIINBajI PN KOMHATHON TeMIepaTrype
B TeueHue | 4. YkazaHHyI0 cMech racvim Bonoit (0,5 mur), 3aTem pa36aBisiian Bogoi (15 mit) U akcTparupoBaiu
stwnaneratoMm (2x15 mia). OObeqUHEHHBIE OPTaHMYECKHE YKCTPAKTHI CYIIHIN Hal Ccylb(aromM HaTpus, QUIbT-
pOBaM ¥ KOHIEHTPUPOBaIH. [lociie OYMCTKY MPpH TIOMOIIHM KOJIOHOYHOH (hiami-xpomarorpaduu (cumukareis, 0-
3% MeTaHOJ B ANXJIOpMETaHe) Moiydanu 39 Mr ykazaHHOTO B 3ar0JIOBKE COeAMHEHUs (BbIxoa 55%) B Buje Ho-
poOIIKa MOYTH OEJIoTo IBETA.

[Mpumep 1, cnoco6 22. 2-(ITupunus-3-mi)-6-(TMpUIUH-3 -HIMETOKCH)- 1, 3-0eH30KCca301.

oy AMP (500 MTI'm, AMCO) 9,30 (d, J = 1,8 I'i, 1H), 8,78 (dd, J = 4,8, 1,6 I'u, 1H), 8,72 (d, J = 1,9 I'y,
1H), 8,57 (dd, J = 4,8, 1,6 I'n;, 1H), 8,48 (dt, J = 8,0, 1,9 I'u, 1H), 7,92 (dt, ] =7,8, 1,9 I'y, 1H), 7,76 (d, J = 8,7
I'y, 1H), 7,64 (dd, J = 8,0, 4,8 T'n, 1H), 7,58 (d, J =2,4 'y, 1H), 7,45 (dd, J = 7,8, 4,8 T'u, 1H), 7,14 (dd, J = 8,7,
2,4 T, 1H), 5,27 (s, 2H). T(MET-YB2XXX-AB-101) = 1,68 mun, (ES") (M+H)" 304.
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Crenyromuii npuMep Mojydaiy coriacHo croco0y 22, ONMCaHHOMY BBILIE.
Tabnuma 23
TTpum. CrpykTypa Moua. | Hazanue no IUPAC Janneie XXX-MC

macca

2-(nupuanH-3-ui)-6- Tr(MET-YB3XX-

N
ol e (mupuanH-3- AB-101)=1,68
1 SO | 303,31
U N/>_Q wimerokcn)-1,3- munyT, (ES") (M +
GEeH30KCa3oN H)* 304

Cnoco0 23.
Cxema crocoba 23
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L —— LG
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Cranus 1, cioco6 23. Metun 2—(HI/IpI/IL[I/IH—3-I/IJ'I)-1,3-66H30Kca30JI—5-Kap60KCI/IJ'IaT.

Merun 3-amunHo-4-ruapokcudensoar (200 mr, 1,2 MMonb) cycnenaupoBanu B 1,4-nuokcane (3 mit) u no-
0aBISLTN TUPUIMH-3 -KapOOHWIXJIOpH ] TuapoxiIopua (234 mr, 1,32 MMoIIb), 3aTeM yKa3aHHYIO CMECh HarpeBaju
1o Temmepatypsl 200°C B Teuenue 15 MUH B MUKPOBOJIHOBOH TieuH. DTY MPOLEAYPY BBITONHIN 5 pa3. Bee pe-
aKIIMOHHBIE CMECH O0BEIUHSIIN, 3aTEM pacTpeesiu Mexay dTuinaneratoM (100 MT) ¥ HACHIIIIEHHBIM BOJIHBIM
pactBopoM Omkapbonara HaTpus (80 mi). OpraHuYecKuid IKCTPAKT CYITWIA Haa CyTb()aToM HaTpHs, GUIBTPO-
BaJll U KOHIEHTPHPOBIH. [lociae OYMCTKY MPHU MOMOITH KOJIOHOYHOH (hidmI-xpomarorpaduu (cunukareis, 20-
100% »Tuianmeratr B renTaHe) moiydanu 560 Mr yKa3aHHOTO B 3aroJIoBKe coenuwHeHHs (BBIXOX 37%) B BHIE
TBEPAOTO BEUIECTBA CBETIIO-KOpUIHEeBoro 1nBeta. oy AMP (500 MI'n, JIMCO) 9,37 (d, J = 1,7 I'u, 1H), 8,84 (dd,
J=428, 1,6 I'y, 1H), 8,56 (dt, J = 8,0, 1,9 I', 1H), 8,37 (d, J = 1,4 I'y, 1H), 8,09 (dd, J = 8,6, 1,7 I'y, 1H), 7,97
(d, J = 8,6 I'n, 1H), 7,68 (ddd, J = 8,0, 4,8, 0,7 T, 1H), 3,91 (s, 3H). Tr(METCR1278) = 1,74 mun (ES")
(M+H)" 255.

Cranus 2, cnoco6 23. [2-(ITupuaus-3-mn)-1,3-0eH30KCa301-5-1IT [METaHOIL.

4 M pactBop amoMorupuaa JuTHst B rerporuapodypane (0,25 mi, 1,00 MMoIb) 106aBIsAIMN K IEpeMelIn-
BaeMOMY pacTBOPY MeTHJ 2-(TupuauH-3-1n)-1,3-0en3okcazon-S-kapookcunara (340 mr, 1,34 MMonn) B 6e3BoI-
HOM TeTparuapodypane (12 mi) B atmocdepe azora. CMmech nepemermBany mpu temreparype 0°C B TedeHue
30 MuH. YKa3aHHYIO CMECh TaCHIIU OCTOPOKHBIM JoOaBieHHeM BOAbI (1 M), a 3aTeM HACHIIIEHHOTO PacTBOpa
xynopuna ammoHust (0,5 mur). Cmech mepememuBanu npu temneparype 0°C B Tedenne 20 MHH. YKa3aHHYIO
cMech pa3baBis Bogoit (15 mir) m axcTparupoBanu sTrinaneraToM (2x15 mi). Opranndeckue 3KCTPaKThI Cy-
MWK Hafd Cyiab(aToM HaTpusl, GUIBTPOBAIN U KOHIEHTpUpoBanu. [locie OYHCTKH MpU MOMOIIM KOJIOHOYHOH
¢mm-xpomarorpadun (cunukarens, 0-15% MeraHon B IuxiiopMeTane) Hoxydaid 197 Mr yka3aHHOTO B 3aro-
JIOBKE coeanHeHUs (BBIXoA 65%) B BHIe TBepaoro BemecTBa moytu Oerxoro nsera. Tr(MET-YBDXXX-AB-101)
=1,7 vun, (EST) (M+H)" 227.

Cranus 3, cioco0 23. 5-(Xmopmerun)-2-(nupuanH-3-uin)-1,3-6eH30Kkca3od.

K nepemenmBaemomy pactBopy [2-(mupunus-3-mi)-1,3-0en30kcazon-S-mn]meranona (50 mr, 0,22 Mmonsb)
B quxyiopmerane (1 mMi) B atMoc(epe a3oTa npu OXJIAXKAESHUH JIbIOM o0aBisui TpusTuiamuH (0,068 mu, 0,48
MMOJIB) € TOCIIeYIONM Jo0aBieHneM MeTaHcyibhoHmxiaopuaa (0,036 mi, 0,46 MMmois). 3aTeM yKa3zaHHYIO
CMECh OCTaBJISIJIM HarpeBaThCsl 10 KOMHATHOW TeMIlepaTyphl U lepeMennBaiy B Teuenue 48 4. CMech MOBTOPHO
oOpabateBanu TprdTHIaMHHOM (0,068 M1, 0,48 MMons) 1 MetancynbdormTxIopumoM (0,036 M, 0,46 MMOJIB)
U NIEpeMEIINBaIN NIPU KOMHATHON TeMmIepaType B TeueHue 2 4. CMech paclpenersuii MeXIy IUXJIOPMETaHOM
(10 M) u Bogoit (10 mur). OpraHudeckrie SKCTPAKThl CYIIHIN HaJ CyTb()aToM HATPUs, QUIETPOBATN U KOHIICH-
TPHUPOBAIH C TIOJIYICHHEM 75 MT YKa3aHHOTO B 3ar0JIOBKE COeTMHEHUS (BBIXox 91%) B BHIIE TBEPAOTO BEIISCTBA
opamxeoro reeta. TrMMETCR1278) = 1,86 mun (EST) (M+H)" 245.

Cramus 4, cioco6 23. 5-{[(5-MeTokcunupuIuH-2-11)OKCH [MeTH } -2 -(THpuArH-3-11)- 1 ,3-0eH30KCa30JI.

Cycnienzuto  5-(xsopmeTwin)-2-(nmupuaus-3-ui)-1,3-06enzokcazona (50 mr, 0,20 mmoins), S-meroxcu-1,2-
JuruaponupuanH-2-ona (28 mr, 0,22 Mmons) u kapbonata cepebpa (38 mr, 0,14 Mmoins) B Toyose (2 mi) me-
pememuBany npu Temmepatype 80°C B TeueHue 24 4. Yka3zaHHYIO cMech pa30aBisimu Bogoi (20 mur) u sKcTpa-
rupoBaiy dtunanetaroMm (2 x 20 mur). O0beqUHEHHBIE OpTraHMYECKHE dKCTPAKTHI CYIIMIIA HaJ Cyab(haToM Ha-
Tpusi, GWIBTPOBAIN M KOHLEHTpUpoBaiH. [locine ourcTku mpu momomu npenapatnBHoi BOXKX (ameronut-
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pw/BoMa) moydanu 2,4 Mr YKa3aHHOTO B 3arojOBKe coenHEHHS (BBIX0a 4%) B BUJE MOPOIIKA OYTH OEIOTO
I[BETA.

IIpumep 1, crroco6 23. 5-{[(5-MeToKkcuTUpHUInH-2 -HIT)OKCH |METHI } -2-(TUpHUInuH-3-11)- 1,3-0eH30KCa301.

Sy SAMP (500 MI'u, AMCO) 9,35 (d, J = 2,0 ', 1H), 8,81 (dd, ] = 4,8, 1,5 T'u, 1H), 8,54 (dt, J = 8,0, 1,9
I'm, 1H), 7,91 (s, 1H), 7,87 (d, J = 3,1 T'm, 1H), 7,82 (d, J = 8,4 'y, 1H), 7,66 (dd, J = 8,0, 4,8 I'ry, 1H), 7,55 (dd, J
=84, 1,5, 1H), 7,42 (dd, J = 8,9, 3,1 'y, 1H), 6,87 (d, J = 8,9 I';, 1H), 5,42 (s, 2H), 3,77 (s, 3H). Tr(MET-
YB2XKX-AB-101) = 3,22 mun, (ES") (M+H)" 334.

Crienyrommye mpuMeps MOJTydaii COTJIACHO CITOCco0y 23, OMMCaHHOMY BHIIIIE.

Tabnmma 24
TTpum. Crpykrypa Mon. Hagzsanue no Hannsie XKX-MC
Macca IUPAC
5-{1G5-

METOKCUIIUPHAN
Tr(MET-YB3OXX-

o H'Z'
7N AB-101)=3,22
1 3 CV@N}_Q 333,34 | wn)okcu]mermn} ]

NP N munyT, (ESY) (M +
¢ -2-(nmupuauH-3-
H)" 334
un)-1,3-
OeH30KCa30T
Cnoco0 24.
Cxema criocoba 24
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kN/ Cramus 1 kN/ HO / =
N
\
. >0
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Cramus 1, cioco6 24. 5-(X10pMeTH ) TUPUMUAINHA THAPOXIOPHI.

K pactBopy nmupumuans-S-unmetanona (48 mr, 0,43 MMoIIb) B JuXJopMeTane (3 M) 1Mo KaruisiM MeIJICHHO
nobapnsn auxyopun troHmwia (0,26 mi, 3,6 Mmmons) nipu Temmeparype 0°C. Yka3aHHYIO cMeCh HarpeBalld ¢
obpaTtHbIM X0n0amTbHUKOM (50°C) B TeueHue 2 4, MOCje 4ero CMech KOHIICHTpUpoBaiu. J{o6aBsim nuxiopme-
TaH (5 MIT) 1 cMeCh KOHIIEHTPUPOBAIH (X 3) C MOJTyYEHHEM YKa3aHHOT'O B 3ar0JIOBKE COCTUHEHHS B BUJIE JKEJITO-
o Macliia, KOTOpoe HETOCPEACTBEHHO HUCIONb30BamKM Ha cienyromei craguu. Tr(METCR1278) = 0,90 mun
(ES") (M+H)" 129/131.

Cranus 2, cioco0 24. 4-[S-(IInpumuaus-5-uaMeTokcn)- 1 -6en3odypan-2-mi | nupuanH-3-KapOOHUTPHIL.

4-(5-runpoxcu-1-6enzodypan-2-mwi)nupuanH-3-kapoorutpui (90%, 80 mr, 0,3 MMOJIb, MOTYYCHHEIH B CO-
OTBETCTBHH €O criocobom 9), 5-(xnopmermwin)nupumuanta ruapoxiopun (0,43 mMois) u foxua kamus (56 wr,
0,34 mMmonb) pactBopsuti B 6e3BoaHoM N,N-numermidopmamuze (6 M) ¥ IiepeMEIMBalId B TEUCHUE 5 MHH TIPH
KOMHaTHOU Temrieparype. Jlo6asmsimu runpun Hatpus (60% B MuHepaiasHOM Macie, 37 mr, 0,91 MMonb) U yka-
3aHHYIO PEaKIMOHHYIO CMECh NEpEeMEUINBAIN TP KOMHATHOHW TeMIieparype B TeueHHe 3 4. 3aTeM m00aBisuiu
Boay (0,1 MuT) ¥ pacTBOpUTENH YINAISIU B BakyyMe. OCTaTOK pachpenessuid Mexay dtuiamneratoMm (50 mur) u
BoJ0H (50 Mu1) M BogHYIO a3y sKcTparupoBaiu dTuiaaneratoM (2 x 50 mur). OO0beIMHEHHbIE OpPraHUYEeCKUe IKC-
TPaKThI MMPOMBIBAIH BOJOM (20 M), HACBIIIEHHBIM COJIEBBIM pacTBOpoM (20 mir), cymmiu Hax cyibdaTrom Ha-
Tpus, GIIBTPOBATN M KOHIICHTPUPOBAIH. llocie OYMCTKHM MpH MOMOIIM KOJOHOYHOH (III-XpomaTorpadun
(cunmkarens, 0-80% sTmmanerat B rentane) moiaydand 30,3 M yka3aHHOTO B 3arOJIOBKE COSAMHEHHS (BBIXO.
30%) B BHJe TBEPIOTO BEUIECTBA IIOUTH OEJIOTO IIBETA.

IIpumep 1, crioco6 24. 4-[5-(ITupumuanH-5-uIMeTOKCH)- 1 -0eH30(] ypaH-2-1i |mupuIuH-3 -KapOOHUTPHIL.

oy AAMP (500 MI'my, IMCO) 9,19 (s, 1H), 9,12 (s, 1H), 8,96 (s, 2H), 8,92 (d, J = 5,4 'y, 1H), 8,08 (d, J =
5,5 ', 1H), 7,96 (s, 1H), 7,67 (d,J =9,0 'y, 1H), 7,53 (d, J = 2,6 I'y, 1H), 7,21 (dd, J = 9,0, 2,6 I'y, 1H), 5,26
(s, 2H). Tr(MET-YBD2XXX-AB-101) = 2,8 mun, (ES") (M+H)" 329.
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Crnenyromuii mpuMep MoTy4ay COrJacHo crmoco0y 24, OIMMMCAaHHOMY BEIIIIE.

Tabmuma 25
IMpum. Crpyxrypa Mo Hassanne no Jannere XKX-MC
Macca ITUPAC
4-[5-

" (MupUMHINH-5-

\\ P Tr(MET-YBOXX-
° 7 HIMETOKCH)-1-

1 Yandly 328,32 AB-101) = 2.8 MuHyT,

NES g = Gemsodypan-2-

e /II (ES*) (M + H)* 329
w W | TApHANH-3-
KapOOHUTPHIT
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Cramus 1, cioco6 25. 1-(5-MeTokcunupuanH-2-1i1)3Tal- 1 -0H.

K mepememmBaeMoMy pacTBOPY S-MeTOKCHIHPUAWH-2-KapOanpaeruaa (220 mr, 1,60 MMOIB) B TETparu-
podypane (3 M) IpH OXJIAKIACHUH JIbIOM nobaBisuin 1,4 M pacTBOp MeTHIMAarHUHOpoMuIa B TeTparuapody-
paue (1,15 mu, 1,60 mmons). Cmech nepeMernBany B TedeHre 30 MUH MPU OXJIAXKACHHUU JIBAOM. YKa3aHHYIO
CMECh TaCHJIM HACBIIICHHBIM BOJHBIM PacTBOpOM xyopuaa ammonus (0,5 M), paz6asisuin Bogoit (15 mur) u akc-
TparupoBaiu dtwianeratoMm (2 x 15 mur). O0benrHEHHBIE OPTAHWYECKUE DKCTPAKTHI CYIIWIIH Haa CyIbhaToM
HATpUs, PHIBTPOBAIH U KOHIICHTPUPOBAIH C TIOIYYCHUEM 218 MI' yKa3aHHOTO B 3aT0JIOBKE COCIAMHEHUS (BBIXO/T
89%) B Buae Macia xenroro nsera. oy AMP (500 MI'n, IMCO) 8,17 (d, J = 2,9 I'u, 1H), 7,42 (d, J = 8,6 T',
1H), 7,36 (dd, J = 8,7, 2,9 I', 1H), 5,23 (d, ] = 4,6 I'u, 1H), 4,72-4,64 (m, 1H), 3,80 (s, 3H), 1,32 (d, ] = 6,5 I'Ly,
3H).

Cragus 2,
YT} TUPHTAH.

K mnepememmBaemomy pactBopy 1-(5-MeTtokcunmupuauH-2-mn)dTan-1-oma (20 wmr, 0,13 mmoms), 2-
(mupuauH-3-mn)-[ 1,3 ]okcazono[5,4-bmupuann-6-ona (22 mr, 0,10 MMOJb, TOTYYEHHOTO B COOTBETCTBUU CO
criocoooMm 30) u Tpudenundocduna (41 mr, 0,16 Mmois) B 6e3B0gHOM TeTparuapodypane (1 mr) npu Temmnepa-
type 0°C nobasmsui quusonponi azoaukapookcmiat (0,031 mu, 0,16 MMomb). 3aTeM CMeECh OCTaBIISUTH Harpe-
BaThCS IO KOMHATHOH TeMIEpaTyphl U NepeMEIINBAIN B TEUCHHE HOYU. Y Ka3aHHYIO CMECh pa30aBIsuId BOIOU
(15 mut) m skcTparupoBaiu dTwianeraToM (2 x 15 mur). O0beTUHEHHBIE OPTAHUIECKUE dKCTPAKTHI CYIIHIN HaT
cynb(paToM MarHus, QIIBTPOBAIN W KOHICHTpHpOoBanH. [locie OYHCTKM NMPH MOMOIIM KOJIOHOYHOM (IIdI-
xpomarorpapun (cumukarens, 50-100% stunanerar B renrane) U npenaparuBHoi BOXXX (aneronurpui/sona)
MOJy4aiu 7,4 MT YKa3aHHOTO B 3aTOJIOBKE coeMHEHUs (BBIxo 21%) B BUe OCCIBETHOTO TBEPJOTO KPHCTAILIH-
YEeCKOTO BEILECTBa.

IIpumep 2,
W} TUPUTUH.

Sy AMP (500 MI'u, AMCO) 9,31 (d, J = 1,9 I', 1H), 8,81 (dd, J = 4,8, 1,6 'y, 1H), 8,50 (dt, J = 8,0, 1,9
I'y, 1H), 8,28 (d, J =2,9 I', 1H), 8,12 (d, J = 2,7 I'n, 1H), 7,87 (d, J = 2,7 I'u, 1H), 7,65 (dd, J = 7,9, 4,8 I'L,
1H), 7,49 (d, J =8,7 I'y, 1H), 7,38 (dd, J =8,7, 3,0 I'y, 1H), 5,63 (q, ] = 6,4 I'y, 1H), 3,80 (s, 3H), 1,64 (d, J =
6,4 T'y, 3H). Tr(MET-YBD2XX-AB-101) = 2,6 mun, (ES") (M+H)" 349.

criocod  25. 3-{6-[1-(5-Metokcunupuaun-2-mn)3tokcu|-[ 1,3 ]okcazono[5,4-b Jmupumun-2-

cocob 25. 3-{6-[1-(5-Merokcunupuaun-2-mi)3tokcu]-[ 1,3 ]okcazono[5,4-b mupunun-2-
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Crnenyromuii mpuMep MoIy4ay COrJacHO crmoco0y 25, OMMMCAaHHOMY BEIIIIE.

Tabnuma 26
ITpum. Crpykrypa Mon. Hazsanue no Jannbre XXX-MC
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Cramus 1, cmocod 26. 4-{5-[(5-MetokcunupasnH-2-ui)MeTokcH|-1-0eH3odhypan-2-ni} MupuInH-3-
KapOOHHUTPHIL

K runpuny natpus (60% B mMunepairpHOoM Macine, 11,8 mr, 0,29 Mmoinb) B atmMocdepe a3oTa 100aBIsIIH
pactBop 4-(5-ruapokcu-1-6enzodypan-2-mwn)nmupuann-3-kapoonurpuna (57 mr, 0,27 MMONb, TOIyYEHHOTO B
cooTBeTcTBHH co crocodoM 9) B N,N-mumermndopmamuzne (I Mi1) U ykazaHHYIO CMECh NEPEMELIMBAIN TIPH
KOMHaTHOW  Temmeparype B  TedeHne 30 wmuH.  JlobGaBmsuimm  pactBop  (5-METOKCHIHMpasHH-2-
ni)MetunMerancyibdonara (64 mr, 0,3 MMOJIb, MOJYYEHHOTO B COOTBETCTBHH cO crmocobom 20) B N,N-
mumetmihopmamuae (0,5 M) U cMech TepeMeIuBaIi P KOMHATHOM TeMIepaType B TeUeHUE HOYW. 3aTeM
cMech racmid Bojod (3 MJI) M OCTaBISUIM OCTHIBATH IO KOMHATHOH Temmeparypbl. [lomydeHHyI0 CycIieH3UIo
(bUIBTPOBATH, TPOMBIBAIH BOJOM (3 MIT), METaHOJIOM (2 MJI) M TenTaHoM (5 M) ¢ TTOJIydeHneM 63 MT yKa3zaHHO-
TO B 3aTOJIOBKE COeTMHEHHS (BBIX0A 65%) B BHIE MTOPOIIKA PEDKEBATO-KOPHUIHEBOTO IIBETA.

IIpumep 1, cmoco6 26. 4-{5-[(5-MetokcunupasnH-2-wi)MeToKcH]-1-0eHn3odhypan-2-ni} MUpuInH-3-
KapOOHHUTPHIL

Oy SAMP (500 MI'n, AMCO) 9,12 (s, 1H), 8,92 (d,J =5,4 T, 1H), 8,42 (d,J=1,0 'y, 1H), 8,35(d,J=1,3
I'y, 1H), 8,08 (d, J = 5,4 I'u, 1H), 7,95 (s, 1H), 7,66 (d, J =9,0 I'n, 1H), 7,52 (d, ] = 2,6 'y, 1H), 7,19 (dd, J =
9,0, 2,6 T, 1H), 5,22 (s, 2H), 3,93 (s, 3H). Tr(MET-YB2XXX-AB-101) = 3,5 mun, (ES") (M+H)" 359.

Crnenyromuii mpuMep MoIy4aid COrJacHO crmoco0y 26, OMMUCAHHOMY BEIIIIE.

Ta0muma 27
TTpum. CrpykTypa Mou. Hazpanue no Hannsie XKX-MC
Macca IUPAC
4-{5-((5-

N

R merokcumupazus | Tr(MET-YB3OXX-
c -2-HIT)METOKCH |- AB-101)=35
/[ j/\a = 1-6enzodypan- wvunyT, (ES*) (M +
\U ‘J/

2-WJ1 } TUPHIVH- H)* 359

3-kapOOHHUTPHIT

-63 -



035646

Cnocob 27.
Cxema crocoba 27

|

SN °
\OAO/CKO/G[N/)_Q Cramus5 QAD/GEN@

Cragus 1, coco6 27. Metun 5-(METOKCHMETOKCH ) TUPUANH-2-KapOOKCHIIAT.

I'mppun vatpust (60% B MuHepanbHOM Macie, 144 mr, 3,59 MMoinb) cycniennupoBann B 6e3BogaoM N,N-
nmumeTmiihopmamue (5 M) u oxnaxknaiau 1o remrepaTtypsl 0°C. K ykazaHHOW CyCTICH3UH MEIJICHHO JOO0aBIISIIH
METWIT S-TUApOKCUTIUpHInH-2-kapookcunaT (500 mr, 3,27 MMonb), pactBopeHHbIi B N,N-qumeTmndhopMaMue
(5 mu). YKa3aHHYIO peakIMOHHYIO CMECh IIEpEMEIIMBAII B aTMOC(epe a30Ta M HarpeBajH A0 KOMHATHOW TeM-
nepatypbl B Tedenue 30 MUH. YKa3aHHYIO PEaKIMOHHYIO CMeCh OXJaxknaaiu Jo Temmepatypbl 0°C uB TedeHue
15 MuH mo xarmrsiM nobasisutk xmop(Merokcu)merad (0,26 mir, 3,43 MMoub). YKa3aHHYIO PEaKIIMOHHYIO CMECh
HarpeBajy 10 KOMHATHON TeMIepaTyphl U MepeMeInBany B Teuenrne 16 4. 3atem nobammsui Boxy (20 mur) u
PacTBOPUTENN YIANSUIM B BaKyyMe. YKa3aHHYIO CMECh paclpelelisiid MeXIy 3Tunanetarom u Bogou (1:1, 100
MJI) U DKCTparupoBaiu dtunamneratoM (3 x 60 mir). O0beIMHEHHBIC OPTaHNYECKHE YKCTPAKTHI TPOMBIBAIH BOAOH
(3 x 80 mu1), HACBHIIIEHHBIM COJEBBIM pacTBOpoM (50 M), cymmwim Haa cyiabhaTroM MarHus, QUILTPOBAIH U
KOHLIEHTPUPOBAIX B BakyyMe ¢ noiydeHueMm 0,6 T yKa3aHHOro B 3arojoBKe coequHeHHs (Bbxon 89%) B Bume
Macja OpaHKeBOTO I[BETa, KOTOpOE 3aTBepjeBajo TpH Bhiaepxkusanuu. Tr(METCRI1278) = 1,33 mun (ES)
(M+H)" 198.

Craaus 2, cioco6 27. [5-(MeTOKCUMETOKCH ) TUPUINH-2 -UIT |METaHOII.

Mertun 5-(MeToKcUMeTOKCH)mupuAuH-2-kapOokcnnat (0,39 r, 1,9 MMoib) pacTBopsutd B OE3BOJAHOM TET-
paruapodypane (15 M) u oxnaxmanu qo temnepatypsl 0°C B atmochepe azora. B Teuenne 5 MUH 1Mo KaruisaM
nobasnsm 2,4 M pacTBop amoMoruapuaa auTus B Terparuapodypane (0,87 mi, 2,09 MMOIb) U yKa3aHHYIO
PEaKIMOHHYIO CMech MepeMmemuBaiy npu Temmeparype 0°C B Tedenue 1,5 4. PactBop cerreroBoii comu (1 M)
M0 KaIULIM JOOABISIIM TPH MHTCHCHBHOM IIEpPEMEIIMBAaHUM B TedeHHe 10 MMH M yKa3aHHYIO PEaKkIMOHHYIO
CMech HarpeBalM /0 KOMHATHOW TeMmepaTypsl B TedeHue | 4. [lomydeHHYIO AMYJIbCHIO (IIBTPOBATN depes3
Oymary. OWIBTPOBAILHYIO OyMary MpOMBIBaJIM HACHIIIEHHBIM pacTBOpoM OmkapOonara HaTpus (10 mm), a 3a-
TeM strnareratoM (3 x 10 mu). da3bl pa3aessiin 1 BOAHYIO a3y dKCTparupoBainu dtwiameratoM (3 x 10 mi).
VYkazaHHble 00BETMHEHHBIC OPTaHUYECKUE YKCTPAKTHI MMPOMBIBAIM HACBHIIIEHHBIM COJIEBBIM pacTBopoM (10 M)
U CYIIWIN HaJ CynbdaTtoM HAaTpus, QUIBTPOBATH M KOHIICHTPUPOBAIU C MOJIydCHHEM 276 MI' yKa3aHHOTO B 3a-
rONOBKE coemuHeHus (BhIXon 86%) B Buue Macna opamkesoro usera. Tr(METCR1278) = 1,09 mun (ES')
(M+H)" 170.

Craaus 3, crmoco0 27.

[5-(MeTokcMMETOKCH)TUPUAUH-2 -1 [METHIIMETAaHCYIL(OHAT  [5-(METOKCUMETOKCH ) TUPUINH-2- 1T |MeTa-
HOJ (276 MT, 1,63 MMOJIB) pacTBOPSUTH B IUXJIopMeTaHe (5 mir), oxnaxmaanu 10 temmeparypsl 0°C u nepemernm-
Banu B atMocdepe azora. Jlobasmsmu TpudTHiIaMuH (250 Mxi, 1,79 MMOIIB) ¢ TIOCTIEAYIONUM T0OaBIEHUEM TT0
KarsiM MeTancyibonnnxiaopuaa (133 Mk, 1,71 mmons). PeaknmoHHy0 cMech TiepeMenTuBad B TeueHue 45
MHUH W HarpeBajii 10 KOMHATHOW TeMriepaTypsl. Jlobasmsum Boxy (5 M) u pasnernsiy (ha3sl. BogHbli ciioi dke-
TparupoBajy AUXJopMeTaHoM (3 x 15 min); 00beMHEHHBIE OPTraHUYECKHE SKCTPAKTHI TPOMBIBAIIM HACHIIIEHHBIM
cosreBbIM pactBopoM (10 mur), cymwmm Hax cynb(aroM HATPHsI, GHIBTPOBAIN U KOHIICHTPUPOBAIH B BaKyyMe C
noy4eHreM 275 MT yka3aHHOTO B 3aroJIOBKe coelnHeHHs (BBIXon 59%) B BHIE Macia TEMHO-KPACHOTO IIBETA,
KOTOpOE HUCTIOIB30BAIM Ha CIEAyIOImeld ctagun 0e3 momonHutensbHoi oguctku. Tr(METCR1278) = 1,35 mMun
(ES") (M+H)" 248.

Cramust 4, cmocod 27. 5-{[5-(MeTOKCHMETOKCH)TUPUANH-2-WII|METOKCH | -2-(TUpUArH-3-11)-1,3-
OeH30Kcazol.

[5-(MeToKCHMEeTOKCH ) TUPUANH-2 -FJ |METHIIMETaHC Yy Ib(oHAT (276 mr, 1,11 MMoinb) u 2-(MpuIuH-3-11)-
1,3-6en30kcazon-5-o1 (215 mr, 1,01 MMomb, MOYYEHHBIH B COOTBETCTBUU CO cIIOco00M 14) pacTBopsuu B 0e€3-
BogHoM N,N-mumetmidopmamue (8 M) 1 mepememuBany B TeueHue 10 MuH B aTMOCcdepe a3oTa Ipy TeMIepa-
type 0°C. JobGasmsumm ruapun Hatpus (60% B MuHepansHOM Macie, 122 mr, 3,04 MMOJIb) U yKa3aHHYIO peakIi-
OHHYIO CMECH TepeMemmuBany B Tederne 16 4. Jlo6apmsmn Boay (1 MiT) M yKazaHHYIO PEaKIMOHHYIO CMECh ITe-
pememmBany B TedeHre 10 muH. PacTBOpHTENM yoansim B BaKyyMe M OCTaTOK paclpelessiIin MeXIy dTHIIale-
taroM (50 mu) u Bomo# (20 mut). Boanslil cnoit akcrparupoBanu stuianeratoM (3 x 50 mi). OObenuHeHHBIE
OpraHNYECKHe DKCTPAKTHI MPOMBIBAIA HACBHIIICHHBIM COJIEBBIM pacTBopoM (10 M), cymmwmm Haza cynbdarom
HaTpHs, QIBTPOBAIN M KOHIEHTpupoBanu. [locie O4nCTKY MpH HOMOIIM KOJIOHOYHOH (hidmI-xpomarorpadun
(cunmkarens, 10-100% sTumanerar B renrade) mosrydand 135 Mr yka3aHHOTO B 3aTOJIOBKE COCITMHEHHUS (BBIXOJ
36%) B BHjie TBepOro BemlecTBa 6enoro nsera. T(METCR1278) = 1,78 mun (ES") (M+H) " 364.
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Cranus 5, cioco6 27. 6-({[2-(ITupuaun-3-wm)-1,3-0eH30KCa307-5-1J1|OKCH } METHIT ) TUPUAUH-3-0J1.

K pactBopy 5-{[5-(METOKCHMETOKCH)IHPUANH-2-HJI|METOKCH } -2~(TtpuauH-3-mi)-1,3-6en3okcazona (135
mr, 0,37 MmMoub) B Terparuapodypane (20 M) nobasisuit 3 M BOIHBIN pacTBOP CONSTHON KUCTOTHI (1,3 M) u
cMech TepeMernuBany npu temrneparype 60°C B Tedenue 1 4. PeakimoHHYI0 cCMeCh OXJIKIaIH 10 KOMHATHON
TEMITEpPAaTypbl U PACTBOPUTENH yAAsUH B BakyyMme. OctaTok pa36aBisuii Bogoi (10 mur), 100aBIsIN TBEpABIHA
OukapOoHaT HaTpus Mo mocTkeHus 3HadeHuss pH 8. Cmech pa3daBisiiin BogoH. YKa3aHHYIO cMeCh (PHIIbTPOBA-
M 9epe3 QUIbTpOoBaNBHYIO OyMary u coOupaiu B Bakyyme ¢ moxydeaneM 101 Mr ykazaHHOTO B 3aroJIOBKE CO-
enuHeHus (BbIxoa 85%) B BUIE TBEPOTO BEIIECTBA OSKEBOTO IIBETA.

[Mpumep 1, cnoco6 27. 6-({[2-(TTupunun-3-mn)-1,3-6eH30Kca3051-5-MI1|OKCH } METHII) TUPUANH-3-0J1.

oy AMP (500 MI'u, AMCO) 9,33 (d, J = 2,0 I't, 1H), 8,80 (dd, J =4,8, 1,5 I'n, 1H), 8,51 (dt, J = 8,0, 1,9
I'y, 1H), 8,13 (d, J =2,8 I'u, 1H), 7,73 (d, J = 8,9 I'y, 1H), 7,65 (dd, J = 8,0, 4,8 ', 1H), 7,47 (d, J = 2,5 I'L,
1H), 7,40 (d, J = 8,4 T'u, 1H), 7,19 (dd, J = 8,4, 2,8 I'u, 1H), 7,12 (dd, J = 8,9, 2,5 'y, 1H), 5,12 (s, 2H).
Tr(MET-YB2XX-AB-101) = 1,91 mun, (ES") (M+H)" 320.

Crnenyromuii mpuMep MoJIy4aid COrJacHO crmocoOy 27, OMMUCAaHHOMY BEIIIIE.
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Cramus 1, cioco6 28. IIpomn-2-eH-1-mr 5-(porn-2-eH- 1 -mioken ) mupa3uH-2-Kap O0KCUIIAT.

K ruppuny marpus (60% B MuHepansHOM Macie, 1,16 1, 29,0 mmoins) B N,N-mumetundopmamuze (25 mi)
B arMocdepe a30Ta Mo KamuisiM J00aBisuIi autiiioBblid cimpt (9,90 mut, 144,9 MMomb) M cMeCh TIEpEeMEIINBAIIH
NPy KOMHATHOH Temneparype B Tedenue 20 mMuH. J{o0aBisuim pacTBOp METHII S-XJIOpIHpa3UH-2-KapOoKcHiIaTa
(5 1, 29,0 mmonb) B N,N-nmumerunpopmamue (25 mir) 1 cMech epeMeInBain npu temmneparype 90°C B tede-
Hre 20 MUH. YKa3aHHYIO CMECh Taciiii BojoH (5 mur), pasbasisum Bogo# (200 M) 1 9KCTparnpoBajy dTHaLe-
taTtoM (2 x 200 mur). OObeIMHEHHBIC OPTAHUYECKHE dKCTPAKTHI CYIIMIN HaJ Cylb()aToM HaTpHsl, GUIBTPOBAIH
M KOHLeHTpupoBaiy. [locie o4nCTKH MpH MOMOLIM KOJOHOYHOH (umm-xpoMaTtorpaduu (cummkarens, 0-30%
STHJIAIETAT B TeNTaHe) morydanu 2,31 T yka3aHHOTO B 3ar0JIOBKE COeAMHEHUs (Bbixon 27%) B BHJIE Macia CBET-
no-xkenToro 1usera. oy SAIMP (500 MI'n, AMCO) 8,85 (s, 1H), 8,45 (s, 1H), 6,07 (dddd, J = 25,3, 22,6, 10,7, 5,5
I'y, 2H), 5,43 (ddd, J = 17,2, 9,2, 1,5 Ty, 2H), 5,34-5,25 (m, 2H), 4,94 (d, J = 5,5 T'u, 2H), 4,83 (d, J = 5,5 'L,
2H). Tr(METCR1278) = 1,83 mun (ES") (M+H)" 221.

Cramus 2, cioco6 28. [5-(ITpon-2-eH- 1 -HITOKCH ) THpa3HH-2-1Jj1 |METaHOJL.

Boprunpun natpus (2,17 r, 57,4 MMOJIb) TOOABISIIN K MEPEMENINBAEMOMY PacTBOPY MpoOIM-2-eH-1-mr 5-
(mpon-2-eH- 1 -miokcu ))mupa3uH-2-kapookcunata (2,3 r, 10,4 Mmonb) B 6e3BogHOM TeTparunpodypane (150 mur)
B aTMocdepe a3oTa. YKa3aHHYI0 CMECh HarpeBaJId ¢ 00paTHBIM XOJOIMIBHUKOM IpHU Temnepatype 55°C B Tede-
Hue 15 MuH, TIocie Jero MeuIeHHO A00aBisu MetaHod (14 mut, 344,6 MMoIb). PeakiimoHHYyI0 cMech HarpeBasid
¢ 00paTHBIM XOJOAWIEHUKOM TpH TemrepaTtype 65°C B Tedenue 30 mMuH, mocie 4dero racwiu Boxoi (10 mu).
VYkazaHHy0 cMech pa36aBisiin Bomoit (200 mir) u akcTparupoBaim dtrnaneratom (2 x 200 mi). O0benuHEHHBIC
OpTaHWYeCKHe SKCTPAKTHI CYIIWIN HaJ CyJb(haToM HaTpus, GUITPOBAIN U KOHIEHTpUpoBaid. Ilocine ouncTku
IPY TIOMOIIM KOJIOHOYHOH (hidmi-xpomarorpaduu (cunukarens, 20-60% stunanerar B renrane) nomydanu 1,09
T YKa3aHHOTO B 3aroJIOBKe coequHeHus (BeIxon 63%) B Bume OecuserHoro macia. oy AMP (500 MI'm, IMCO)
8,25 (s, 1H), 8,19 (s, 1H), 6,07 (ddt, J = 16,1, 10,6, 5,4 I'u, 1H), 5,44-5,36 (m, 2H), 5,28-5,23 (m, 1H), 4,84 (d, J
=5,4T'y, 2H), 4,54 (d, J = 5,6 T, 2H). Tr(METCR1278) = 1,23 mun (ES") (M+H)" 167.
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Cranus 3, cioco0 28. [5-(ITpon-2-eH-1 -MIoKCH ) Tupa3uH-2-1il [MEeTHIMETaHCYIb(hOHAT.

K mepememmmBaemoii cycniensuu [S-(mpor-2-eH- 1 -miokcu)mupasuH-2-wmwi |meranona (200 mr, 1,20 MMoIts) B
nmuxmopMmerane (10 mur) B atMocepe azota gobasmsumy TpudTiinamud (0,18 i, 1,32 MMois). Yka3aHHYIO cMech
oxnaxaanmu 1o Temrnepatypsl 0°C n mobaBnsiam mMeTtancynbhormaxiopuna (0,098 mur, 1,26 mmons). Peakimon-
HYIO CMECh HarpeBajy 10 KOMHATHOH TeMIlepaTypsl U nepememunBaiy B Tedenue 20 muH. CMech pacmpenemnsum
Mexay nuximopmeranoM (30 mur) m Bogo# (30 mur). Opranuyeckue 3KCTPAKThl CYIIMIN HaJl CyIbGaToM HATpHs,
(GUITHTPOBANTHM ¥ KOHIEHTPHPOBAIN C TIosrydeHrneM 309 Mr ykazaHHOTO B 3arojIOBKE COSIMHEHHUsS (KOJIUIECTBEH-
HBIH BBIXOZ) B BHJE Macia JKeJITOro I[BeTa, KOTOPOE HEMOCPEICTBEHHO HCIOIH30BaH Ha CICAYIOIIEH CTaIuH.
Tr(METCR1278) = 1,61 mun (ES") (M+H)" 245.

Cramust 4, crocob6 28. 5-{[5-(Ilpomn-2-eH-1-nnokcu)nupa3uH-2-uiI|MeTOKCH | -2-(MUpUAuH-3-11)-1,3-
OeH30Kcazol.

K [5-(npom-2-en-1-nnoken)nupasuH-2-wi|MeTiuiamerancyiabponary (291 mr, 1,19 mMons) u 2-(mupuauH-
3-mn)-1,3-0en30kcazon-5-ony (230 mr, 1,08 MMOIB, MOMTYY4CHHOTO B COOTBETCTBUH cO crocobom 14) B N,N-
muMetnidopmamuze (6 mi) B atMocdepe azora, nodaBs ruapun Hatpus (60% B MuHepaiabHOM Macie, 48
MT, 1,19 MMomb). PeakiimoHHyI0 cMech ImepeMenMBaliy Py KOMHATHON TEMIlepaType B TEUCHHE HOYH. YKa3aH-
HYI0 cMech Tracuiu Bojgod (1 mur), pasz6asisum Bonoi (30 Mir) M skcTparupoBaim dTwianeratoM (2 x 30 mu).
OOBpeMHEHHBIE OPTaHIMYECKUE SKCTPAKTHI CYIIHIN HaJ CyIb(PaToM HaTpus, GUIBTPOBAIH U KOHIICHTPHPOBAIIH.
ITocne oYuCTKH MPH MOMOIIN KOJIOHOYHOH (idmr-xpomarorpaduu (cummkarens, 0-2% MeTaHONI B JUXJIOpMeETa-
HE) mosrydany 262 MT yKa3aHHOTO B 3arojIOBKE COeIWHEHHs (BBIXOX 67%) B BHIE TBEPAOTO BEIIESCTBA IOYTH
6enoro meeta. Tr(MET-YBIXX-AB-101) = 3,46 mun, (EST) (M+H)" 361.

Cramus 5, crioco6 28. 5-({[2-(TTupuamn-3-1mn)-1,3-6eH30KCa3011-5-WIT|OKCH § METHIN)- 1,2 - TUTHAPOTIMPA3UH-
2-0H.

PactBop 5-{[5-(nmpomn-2-eH-1-nokcn)nupasnH-2-mi |MeToKCH | -2-(upuanH-3-mn)-1,3-6en3zokcazona (250
mr, 0,69 mmone) u N,N-nmumetnnbapouryposoii kucinoTsl (108 mr, 0,69 mmois) B N,N-mumeruindopmamune (10
MJI)  Jlera3upoBaM B IIOTOKe a3zora B  TedyeHue 10 wmumH. 3ateM  gobaBmsuim  TeTpa-
kuc(tpudenminpochun)namiaanii(0) (16 mr, 0,014 MMoIIB) M yKa3aHHYIO cMech MEpEMEINBaIN B TedeHue 1 u.
Cwmech pazbasisuin Bogoit (20 mi1) ¥ ocafok OTQHIBTPOBBIBAIN U CYIIMIM B BaKyyMe C IoJiydeHueM 186 mr
HEOUYHUIIICHHOTO NpoayKTa. HeounmeHHbIi mpoayKT Maccoi 50 MT mepeMenBaiiy Ipyu KOMHATHON TeMIIepaType
B auxyiopMeTane (2 mi) B TeueHue 2 4. TBepaoe BemecTBO GUIbTPOBAIH M BBICYITUBAIN B BAKyyMe C IOJTyde-
HHEeM 44 MT yKa3aHHOTO B 3arojloBKe coeamHeHus (Bbrxox 20%) B Buae mopoimika mouru 6emnoro nsera. Tr(MET-
YB2XKX-AB-101) = 1,86 mun, (ES") (M+H)" 321.

Cramuss 6, cmocod 28. 1-Metun-5-({[2-(mupuauH-3-m)-1,3-6eH30KCca301-5-1i]OKCH } MeTHI )-1,2-
TUTHIIPOTINPA3UH-2-0H.

K  mnepememmBaemoit  cycmemsum  5-({[2-(mupuauH-3-mn)-1,3-0eH30KCca30I1-5-MWT|OKCH } MeTHI)-1,2-
quruaponupasud-2-ona (30 mr, 0,094 Mmmois) u kapOonata cepedpa (65 mr, 0,23 MMoJIB) B 6€3BOJTHOM TOJTyOJIE
(2 mu1) B mpoOMpPKY AJIsE TPOBENCHMS PEeaKIMi Mo JaBiieHneM nobasisu Metiionna (0,014 mu, 0,22 MMoIb).
Peakuuonnyto cmech HarpeBanu npu temnepatrype 100°C B Teuenue 2 u, 3atem npu Temnepatype 140°C B Te-
yenue 1 4. Yka3zaHHYIO peakIMOHHYIO cMech pa3basisun stunareratoM (10 min), puinbTpoBany yepe3 CTEKISH-
HYIO MHUKPOBOJIOKOHHYIO0 OyMary M MpOMBIBIM dTHIALETATOM (2x5 mir). @UIbTpaT KOHLIEHTPUPOBAIH B BaKyy-
Me ¥ OYMIIAIH TpH oMoy npenaparuBHoit BOXX (ameronutpuin/Bona) ¢ moiaydeHueM 3,2 MI yKa3aHHOTO B
3aroyioBke coennHeHus (Beixon 10%) B Buae TBEpAOTO BEIIECTBA MOYTH OEJIOTO IIBETA.

Ipumep 1, cmoco6 28. 1-Metun-5-({[2-(mupuauH-3-m)-1,3-6eH30KCca301-5-1i]OKCH } MeTHI )-1,2-
TUTHIIPOTINPA3UH-2-0H.

Sy AMP (500 MI'u, AMCO) 9,33 (d, J = 2,0 ', 1H), 8,80 (dd, J = 4,8, 1,6 'y, 1H), 8,51 (dt, J =8,0, 1,9
I'm, 1H), 8,06-8,02 (m, 1H), 7,96 (s, 1H), 7,74 (d, J = 8,9 I'n, 1H), 7,66 (dd, J = 8,0, 4,8 I'y, 1H), 7,55 (d, ] =2,5
I'n, 1H), 7,12 (dd, J = 8,9, 2,5 ', 1H), 4,97 (s, 2H), 3,46 (s, 3H). Tr(MET-YB2XX-AB-101) = 2,03 mun, (ES")
(M+H)" 335.
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CJ'IG,HyIOIIII/Ie MPpUMEPLI NOJTYyHaJIu COIJIaCHO CHOCO6y 28, OIMMMCAaHHOMY BBIIIIC.

Tabmmma 29
TTpum. Crpykrypa Mon. Haszsanue no Janneie XKX-MC
Mmacca IUPAC
1-merun-5-({[2-
(nupuauH-3-ui)-
Tr(MET-YB2XX-
N 1,3-6eH30Kcazo-5-
/@[,}O AB-101) = 2,03
1 SR ™ o =i | 334,33 | wn]okcu}merun)-
A munyT, (ESY) (M +
o 1.2-
H)* 335
IUTHAPOTIH PA3HH-
2-0H
= 5-{[5-(npon-2-en-
PP P Tr(MET-YB2XX-
¢ : 1-MTOKCH) I PasHH-
/,\H AB-101)=1,73
2 )\/I 360,37 | 2-un|merokcu}-2-
PN munyT, (ESY) (M +
(nupuanH-3-m)-
H)* 361
| 1,3-6en3okcason
5-({|2-(mupu aun-3-
wi)-1,3-
6 s Tr(MET-YB32XX-
5 €H30KCA30J1-5-
ﬁ,}—( Y AB-101)=1.86
3 «u/\ﬁ/\c F = =i [320,30 | wi]okeu}merun)-
1 MuHYT, (ES') (M +
N 1,2-
H)" 321
IUTHIPOTIH PA3HH-
2-0H
Crioco6 29.
Cxema criocoba 29
N_ _ClI (\NH o
= \lr . (\NH N N \) + O: —
LY — T O

Cramus 1, cioco6 29. 5-Metokcu-2-(murnepa3uH- 1 -1 TupuMHATAH.

JIBe mpoOUpKH A MPOBEICHUS PEAKIUil MO BO3ACHCTBHEM MUKPOBOJIHOBOTO M3IYYCHUS 3arpyxaiu 2-
XJIOP-5-METOKCUTTUPUMHIAHOM (2 x 250 mr, 3,46 MMoub) u niumepasuHoM (2 x 1,49 1, 34,6 mmoinb). B kaxmyto
nmo0aBsIM U3oTmponaHoa (2 x 2,5 M) W yKa3aHHbIE PEaKIIMOHHBIE CMECH MEepPEMEIINBAIA B MUKPOBOJIHOBOM
neun npu temmepatype 140°C B Teuenue 1 4. Yka3aHHbIC PCaKIIMOHHBIC CMECH OOBEIUHSIIM, pPa30aBIIsIH JIH-
3THIOBBIM 3¢upoM (50 mir), pritbTpoBany, GUIbTPaT KOHIEHTPUPOBAIN U PaCHpeeIsIN MeKay Botoi (50 mur)
1 A TUIOBBIM ddupom (50 mir). BomHbIid cioil SKCTparupoBaid TUATHIOBBIM ddupom (2 x 50 mur). O6bean-
HCHHBIC OPTaHUYCCKUE IKCTPAKTHI IIPOMBIBAITN HACHIIIICHHBIM COJICBBIM pacTBOpoM (50 Mir), CYIIVIN HaJX CYJb-
(haToM MarHus, GUIBTPOBATU U KOHIICHTPUPOBAIHU C MOJTyYeHHUEM 277 MTI yKa3aHHOTO B 3ar0JOBKE COCTUHCHUS
(BeIx0x 32%) B BuAe TBepHOTO BemecTBa Oexoro meeta. Oy AMP (500 MI'n, ximopodopm) 8,10 (s, 2H), 3,80 (s,
3H), 3,78-3,73 (m, 4H), 3,03-2,93 (m, 4H).

Cramust 2, cmocod 29. 5-[4-(5-MerokcnnupuMuanH-2-min)nunepasu- 1 -mwi|-2-(mupuaus-3-ui)-1,3-
OeH30Kcazol.

5-bpom-2-(mupuaun-3-un)-1,3-6en3okcazon (200 wmr, 0,73 wMMoib), S-MeTOKcH-2-(TTUTIepa3uH-1-
wn)mpumuand (180 mr, 0,87 MMoinb), TpeT-0yTokcun Hatpus (84 mr, 0,87 MMonb) u TeTparuapodypan (5 mr)
nerazupoBany azotoMm B Teuenne 20 muH. JloGaBmsmu amerat nmamtanus(Il) (8 mr, 0,04 mmomns) u [2',6'-0mc-
(mponan-2-mnokcu)ondennn-2-wi|(auuukinorekcun)pochan (17 mr, 0,04 MMOIE) M yKa3aHHYIO PEaKITHOHHYIO
cMech nepemernrBai npu temieparype 70°C B Teuenne 20 4. PeakmmoHHyI0 CMECh OXJTKIAIN 0 KOMHATHON
TEMIEpaTyphl U pachpeesisuin Mexay dTmianeratoM (20 mir) u Bogoi (20 mur). BoaHsIi coii SKCTparupoBaiu
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stunaneratoM (2 x 20 mur). O0beAMHEHHBIE OPTaHMYECKHE dKCTPAKTHI IPOMBIBATTH HACHIIIEHHBIM COJIEBBIM pac-
TBOpOM (20 MiT), CymImiIM Haj cylibhaToM Maruus, GuibTpoBaan U KOHIEHTpHpoBany. [locie ouncTku npu no-
MOIIX KOJIOHOYHOH (himi-xpomarorpadun (cuiukareib, 25-100% sTunaneraT B TenTaHe) M pacTUPAHUS C JU-
STHIOBBIM 3¢HpoM (5 M) nosrydanu 43 Mr yKa3aHHOTO B 3aroJIOBKe coeMHEeHHs (BBIXoa 15%) B BUIe TBEpAOTO
BEILIECTBA OJICHO-)KENTOTO LIBETA.

IIpumep 1, cmoco6 29. 5-[4-(5-MerokcunmupuMuINH-2-WT)nunepa3ut-1-wmi]-2-(mapuaua-3-un)-1,3-
6eH30KCa3011.

Sy SAAMP (500 MI'u, AMCO) 9,32 (d, J = 2,1 ', 1H), 8,79 (dd, J = 4,8, 1,5 T'u, 1H), 8,50 (dt, J = 8,0, 1,9
I'u, 1H), 8,25 (s, 2H), 7,69 (d, ] =9,0 I', 1H), 7,65 (dd, J = 8,0, 4,8 I';, 1H), 7,38 (d, J =2,3 I', 1H), 7,22 (dd, J
=9,0, 2,4 I'n, 1H), 3,86-3,80 (m, 4H), 3,79 (s, 3H), 3,27-3,21 (m, 4H). Tr(MET-YB2XXX-AB-101) = 3,13 mu=,
(ES") (M+H)" 389.

Crnenyromuii mpuMep MoIy4ay COrJacHo crmoco0y 29, OIMMCaHHOMY BEIIIIE.

Tabmuma 30
TTpum. CtpykTypa Mou. Hazsanue no Hannsle XX-MC
Macca IUPAC
5-[4-(5- Tr(MET-
/@[}—@ METOKCHITHPUMHAARH VYB2XXX-AB-

1 NS " [ 38842 | 2wn)numepasun-1- | 101) =313

\:/ij/ wi|-2-(mupuaue-3- | munyT, (ESY) (M
un)-1,3-6eHsokcason +H)* 389

Cmoco6 30.
Cxema criocoba 30

Cl
LI — L0+ O
/ /T Y /
HNT N \ ST I ~o l/N

Cramua 1 HO

N o —
- Z QJ;IN)_@
Crazust 2 \O/Q\‘(\

Cranus 1, cnoco6 30. 2-(ITupunun-3-mi)-[ 1,3 Jokcazono[5,4-b jmupunua-6-o0.1.

K nepememmBaeMomMy pacTBopy cepHO# Kuciotsl (4,82 mi, 90,5 mmoins) B Boze (15 M) mpu KOMHATHOM
TeMIiepaType MOpUUsAMH 100aBisu 2-(mupuauH-3-uin)-[ 1,3Joxcazono[ 5,4-bmupuann-6-amun (960 mr, 4,52
MMOJIb, TIOJTy4EHHBIH B COOTBETCTBHH €O criocoboM 19). PactBop oxnaxnanu o remneparypst 0-5°C u no karm-
JsIM 100aBISLTH pacTBop HUTpUTa HaTpus (343 mr, 4,98 mmons) B Boge (10 mur). CMech epeMeIuBaii B Te4e-
Hue 10 muH mpu temneparype 0-5°C. lo6asmnsimm pactBop mean(Il) murpara Tpurunpara (55,1 1, 226,2 MMonsb)
B Bojie (100 mu), a 3aTtem okcun meau(l) (647 mr, 4,52 mmonb). CMech SJHEPTHYHO TIepeMeInBali B TeueHue 10
muH. CMmech moamenaunBamn 10 pH 8-9 mpu momomm HacwimienHoro OukapOonarta Hatpus. JJoGasmsamm 33%
BOJHBIN pacTBop amMMmuaka (20 MiI) ¥ BOJHBIA pacTBOp 3KCTparuposaiu stuianeraroM (2 x 500 mi). O6wvenu-
HEHHBIC OPTaHMYECKHE YKCTPAKTHI CYIIWIHN Hal cynb(haToM HaTpws, GUILTPOBAIN U KOHIEHTpHUpoBaiH. [locme
pactupanus B guxiopmerane (10 mi) nmoxywanm 390 Mr ykazaHHOTO B 3arojioBke coenuHeHus (Borxox 40%) B
BUJIC TBEPJOTO BEIECTBAa *kenToro mneera. oy AMP (500 MI'u, IMCO) 9,34 (s, 1H), 8,82 (d, J = 4,6 'y, 1H),
8,53 (dt, 1 =79, 1,9 I', 1H), 7,96 (d, J = 2,5 I'u, 1H), 7,66 (dd, J = 7,7, 4,7 I'n, 1H), 7,62 (d, J = 2,5 T'u, 1H).
Tr(METCR1278) = 1,25 mun (ES") (M+H)" 214.

Cramus 2, cmoco6 30. 3-{6-[(5-Metokcunmupunnun-2-uin)Metokcu]-[1,3]okcazomno[5,4-b|mupuana-2-
W} TUPUTUH.

K pactBopy 2-(mupumms-3-mn)-[1,3]okcasono[5,4-bjmupuaun-6-oma (50 wmr, 0,24 ™MMmoms) u 2-
(xymopmeTHiT)-5-MeToOKCHIupUarHa ruapoxiopuaa (46 mr, 0,24 mmons) B N,N-mumerundopmamuzne (2 mi) B
aTMocdepe azorta nobdasism ruapun Hatpust (60% B MuHEpansHOM Macne, 21 mr, 0,52 MMOJb) U yKa3aHHYIO
CMecCh NepeMelInBaIi P KOMHATHOM TeMIepaType B T€UeHHE HOUHM. YKa3aHHYI0 cMech raciin Bojoi (1 mu),
pasbaBisu BogoH (15 M) M dKCTparupoBaiy dTwianeratoMm (2 x 15 mi). OObeTUHEHHBIE OPTAaHNIECKUE IKC-
TPaKTHl CYIIMJIN HaJ Cyab(paToM HaTpHs, GUIBTPOBAIN U KOHLEHTpHUpoBaiK. [locie ouncTky Impy MOMOIIH KO-
JIOHOYHOH (hiamI-xpomarorpaduu (cummkarens, 0-3% MeTaHON B TUXJIOPMETAHE) C MOCIEeAYIOMeH penapaTHB-
Hoit BOXKX (ameTonuTpmi/Bona) momydann 29,3 Mr yka3aHHOTO B 3arOJIOBKE COeAMHEHH (BBIX0OA 37%) B BHIE
MOPOIIIKA ITOYTH OEJIOTOo IBETA.
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IIpumep 1,
W} TUPUTUH.

Sy AMP (500 MI'u, AMCO) 9,35 (d, J = 2,1 ', 1H), 8,83 (dd, J = 4,8, 1,5 'y, 1H), 8,55 (dt, J = 8,0, 1,9
I'y, 1H), 8,31 (d, J =2,9 I'y, 1H), 8,22 (d, J = 2,7 I'y, 1H), 8,08 (d, J = 2,7 I'u, 1H), 7,67 (dd, J = 8,0, 4,8 I'L,
1H), 7,57 (d, J = 8,6 I'u, 1H), 7,45 (dd, J = 8,6, 3,0 I';, 1H), 5,27 (s, 2H), 3,84 (s, 3H). Tr(MET-YB3XX-AB-
101) = 2,36 mun, (ES") (M+H)" 335.

Crieyromuii mpuMep MoIydalid CoriacHo crmoco0y 30, onmMcaHHOMY BHITIIE.

coco6 30. 3-{6-[(5-Mertokcunupuaun-2-mir)merokcu]-[ 1,3 ]okcazono[5,4-b Jmupumun-2-

Tab6muma 31
[Mprm. Crpyxkrypa Mon. Hassanue no Jannasie XKX-MC
Mmacca IUPAC
3-{6-[(5-
N0 Tr(MET-
| p 7 N\ METOKCUITUPUINH
o N =V YBOXX-AB-101)
-2-WJT)METOKCH |-
1 o 334,33 =236 MUHYT,
| |1,3]okcazonol5,4
AN (ES") (M + H)*
i -b|nupuann-2-
335
WU} THPUTHH

Cnoco6 31.
Cxema crocoba 31

Craans 1

Cranus 1, cioco6 31. 5-(1-Metun-1H-nmpazosn-4-wui)-2-(nmupunus-3 -ui)- 1,3-0eH30Kkca3o.

5-bpom-2-(mupuaun-3-mn)-1,3-6er3okcazon (300 mr, 1,09 mmons), 1-metmin-4-(4,4,5,5-rerpamermin-1,3,2-
nrokcaboposan-2-min)- 1 H-mupazon (250 mr, 1,2 Mmoie) 1 2 M pactBop kapOonara Hatpus (1 mit) cycneHaupo-
Bayn B O0e3BogHOM N,N-aumetundopmamune (10 M) n noaseprain o0paboTKe yIbTpa3ByKOM B MOTOKE a30Ta B
Teuenne 5 MuH. Jlo6ansum terpakuc(tpupenmwidochun)nammaanii(0) (63 mr, 0,05 MMob) U yKa3aHHYIO peak-
LIMOHHYIO cMech HarpeBaiu A0 Temneparypbl 80°C B Teuenue 16 4. PeakIMOHHYIO cMeCh OXJIaXIaIu 10 KOM-
HATHOM TeMIepaTyphl W paCTBOPHUTENN YIOAlsUId B BakyyMme. OCTaTOK pacrpenessiin Mex Iy sTuinaneratoM (50
wt) 1 Bopoit (30 mun) m pasmensiim ¢asel. BoxHyto ¢asy skctparupoBanu stunaneratoM (2 x 30 mir), o0benn-
HEHHBIC OpPTaHUYECKHE IKCTPAKTHI POMBIBAIIN HACHIIIICHHBIM COJIEBBIM PACTBOPOM (5 MIT), CyIIHIIN HAJ Cyibda-
TOM HaTpus, (WIBTPOBANM M KOHICHTpHpOBaiH. llocie OYHCTKM TPH TOMOIIM KOJOHOYHOW (hidmI-
xpomarorpaduu (cunukarens, 0-60% sTraneraT B renTane) noxydaid 160 Mr yKa3aHHOTO B 3aT0JIOBKE COCIH-
HeHus (BeIXo 53%) B BUIE TBEPAOTO BEIeCTBA OEIIOTO IBETA.

IIpumep 1, crtoco6 31. 5-(1-Metun-1H-mmupazon-4-un)-2-(nmupunua-3-wn)-1,3-6eH30kcazor.

oy AMP (500 MI'u, AMCO) 9,36 (d, J = 2,1 'y, 1H), 8,81 (dd, J =4,8, 1,5 I'y, 1H), 8,54 (dt, J = 8,0, 1,9
I'm, 1H), 8,22 (s, 1H), 8,04 (d, J = 1,5 T, 1H), 7,96 (s, 1H), 7,80 (d, J = 8,5 'y, 1H), 7,74-7,56 (m, 2H), 3,88 (s,
3H). Tr(MET-YBDXX-AB-101) = 2,39 mun, (ES") (M+H)" 277.

Crnenyromuii mpuMep MoJIy4aiy COrjacHo crmoco0Oy 31, oMmMcaHHOMY BEITIIE.

Tabmuma 32
ITpum. Crpyxrypa Mon. Haspanue no Hannbie XXX-MC
Mmacca IUPAC
Tr(MET-
2 e KX-AB-101)
SN -AB-
| Y & | -4-un)-2-
_ pa3os-4-um)-2
1 //J/E;L “&“ 276,29 =2,39 MuHYT,
h? (nupuanH-3-un)-
/ (ESY) M +H)"
1,3-6eHzokcas3on
277
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Cnoco6 32.
Cxema crocoba 32

/N o —

= 0, —
S v
Cragua 2 /(j/\
\O \N

Cramus 1, cioco6 32. 5-(XI0pMeTHI)-2-MEeTOKCHITHPHIHH.

K nepememmBaemMomMy pacTBopy (6-MeTOKCHIUpUANH-3-uia)MeTanona (75 mr, 0,54 MMOJIb) B AMXJIOpMETA-
He (2 mur) B atmocdepe azoTa gobasisumi TpuaTiwiamMuH (0,083 mut, 0,59 MMOIB) ¢ TOCIEIyIOMIM T00aBICHHEM
metancynbGonmxiopuna (0,044 mi, 0,57 Mmmoins). CMech nepeMeInBalii IPU KOMHATHOM TeMIeparype B Te-
yenue 1 4. Cmech pacnpenessuin Mexny anxiaopmeradoM (10 mur) u Bogo#t (10 mur). Oprannueckue SKCTPaKThI
CYIIWJIH HaJ Cyab(haToM HATpHs, PIIHTPOBAIN U KOHICHTPUPOBAIU C MOJYYCHHEM 88 MI' yKa3aHHOTO B 3aro-
JIOBKE COeIMHEHNs (KOTMYECTBEHHBIH BEIXO) B BHIE Macia xkentoro nsera. T(METCR1278) = 1,63 mun (ES")
(M+H)" 158/160.

Cragus 2, cmocod 32. 3-{6-[(6-Merokcunupunus-3-mwi)MeTokcH]-[1,3]okcazomno[5,4-b|mupuana-2-
YT} TUPHTAH.

K pactBopy 2-(mupuaun-3-min)-[ 1,3 ]okcazono[5,4-bmupuann-6-oma (90 mr, 0,42 MMOJIb, TOJTYIEHHOTO B
COOTBETCTBUU €O criocoboMm 30) u S5-(XyIopMeTni)-2-MeTOKCUTTUpHUInHa Tuapoxiopuaa (46 mr, 0,24 Mmmois) B
N,N-mumerundopmamuzae (4 mi) B atMocdepe a3ora nodasisim ruapun HaTpus (60% B MUHEpaIbHOM Macie,
19 mr, 0,46 MMOJIB) U CMECh TIEpEMEITHBAIN TP KOMHATHOM TeMIlepaType B TeUCHHUE HOYH. YKa3aHHYIO CMECh
racwin Boao# (1 M), paz6asisumy Bomoit (30 mit) u axkcTparupoBaiy dTranetatoM (2 x 30 mir). O0benMHEHHBIS
OpraHMYECKHe IKCTPAKTHI CYIIWIN HaJ Cylb(haToM HATpus, GMIBTPOBAIN U KOHIEHTprupoBanu. [locie ouncTkn
IPY TOMOIIM KOJIOHOYHOW (mm-xpomartorpaduu (cuimkarens, 0-3% MeTaHON B JUXJIOPMETaHE) W NEpeKpH-
crammmzanun 13 IMCO:aneronurpuna (1:1, 10 mim) momywanu 25,2 Mr yka3aHHOTO B 3arojOBKE COEIUHEHHS
(BeIXOA 18%) B BHJIEC MOPOIITKA TIOYTH OEJIOTO IIBETA.

Ipumep 1, cmocod 32. 3-{6-[(6-Merokcunupunun-3-mi)MeTokcH]-[1,3]okcazomno[5,4-b|mupuana-2-
W} TUPUTUH.

oy AMP (500 MI'u, AMCO) 9,35 (d, J =2,0 I'r, 1H), 8,83 (dd, J = 4,8, 1,6 I'n, 1H), 8,55 (dt, J = 8,0, 1,9
I'y, 1H), 8,32 (d, J =2,2 I'y, 1H), 8,19 (d, J = 2,7 I'y, 1H), 8,10 (d, J = 2,7 I'u, 1H), 7,86 (dd, J = 8,5, 2,4 I'L,
1H), 7,67 (dd, J = 8,0, 4,8 ', 1H), 6,87 (d, J = 8,5 T'm, 1H), 5,22 (s, 2H), 3,86 (s, 3H). Tr(MET-YB3XX-AB-
101) = 2,78 mun, (ES") (M+H)" 335.

Crieyromuii mpuMep TMOIyJalld COTJIACHO croco0y 32, ONMMCaHHOMY BHIIIIE.

Tab6muma 33
IMprm. Crpykrypa Mon. Hazpanme no Hannsie KX-MC
Macca IUPAC
3-{6-[(6-
N
| = Lj/ merokeunupuand- | Ti(MET-YBOXX-
L
° " 3-WI)METOKCH]- AB-101)=2,78
1 334,33
[1,3]oxcasono[5,4- | munyT, (ESY) (M +
blnupunun-2- H)* 335
W} IAPUAAH
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Cnoco0 33.
Cxema crocoba 33
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Cranus 1, cioco6 33. 5-MeTtokcu-2-[4-(METOKCUMETOKCH ) () eHOKCHUMETHII | TUPHIHH.

K nmepemenmmBaemomy pactBopy 4-(MeTokcumetokcu)denona (1,1 r, 7,13 MMOJIb, OMHCAHHOTO B MyOJIUKa-
un Journal of Organic Chemistry, 71(22), 2006, 8614) u 2-(XmopMeTHI)-5-METOKCUITUPUANHA THAPOXJIOPHIA
(1,39 1, 7,13 mmous) B N,N-mumetnindopmamune (40 M) B atMocdepe azora godaBisutu ruapus Hatpust (60% B
MUHEpATBEHOM Maciie, 599 mr, 15,0 MMOJb) U YKa3aHHYIO CMeCh IepeMENINBaIi P KOMHATHOM TeMIlepaType B
TedeHune 16 4. Yka3aHHYI0 cMeCh TacHiIu BoJoM (4 mMiI), 3aTeM pazbapisuik Bogon (150 M) U aKCTparupoBaiu
stmnaneraToM (2 x 150 mur). OObeTMHEHHBIE OpraHMYEeCKUe SKCTPAKTHI CYIIMIN HaJl Cynb(haToM HaTpHsl, (HUIIb-
TPOBAJIX W KOHIICHTPUPOBAJIH C TOJXy4eHHEM 2,2 T YKa3aHHOTO B 3aTOJIOBKE COCAMHEHUS (KOJIMYECTBEHHBIN BEI-
XOJI) B BUJIC MacJia CBETJIO-KeNToro mneera. oy AMP (500 MI'u, AMCO) 8,27 (d, J = 2,8 I'u, 1H), 7,53-7,34 (m,
2H), 6,94 (s, 4H), 5,09 (s, 2H), 5,04 (s, 2H), 3,83 (s, 3H), 3,35 (s, 3H). T((METCR1278) = 1,71 mun (ES")
(M+H)" 276.

Cramus 2, cioco6 33. 4-[(5-MeTokcunmupuanH-2-11)METOKCH | (heHOIT.

K pactBopy 5-merokcu-2-[4-(MeTokcumeTokcH)penokcumerw jnupuanHa (1,96 r, 7,12 Mmons) B Terpa-
ruapodypane (100 mir) nobasssam 3 M BOIHBII pacTBOp COSIHOW KHUCIOTHI (23,4 M) M yKa3aHHYIO CMecCh Iie-
peMemyrBany Ipyd KOMHATHOW TeMIlepaTypa B TEUCHHE HOYM. 3aTeM CMECh IEpPEMEIIMBAIN IIPHU TEMIIEpaType
40°C B Teuenne 5 4. YKa3zaHHYIO cMech pa30aBIIsUIM HACBHIIIEHHBIM BOJIHBIM PacTBOPOM OWKapOOHaTa HaTpUs
(200 mur) m akcTparupoBanm dTHianeTatoM (2 x 250 mur). OObeqUHEHHBIE OPTaHUIECKHE DKCTPAKTHI CYIIFITH
HaJl cynabdaToM HaTpus, QUIBTPOBAIM M KOHIEHTPUPOBAIH C ToydyeHneM 1,46 T yka3aHHOTO B 3ar0JIOBKE CO-
eanHeHMs (BBIXoX 87%) B BHIE MOPOIIKAa CBETIO-po30BOrO IBeTa. Oy AMP (500 MI'n, IMCO) 8,92 (s, 1H),
8,26 (d, J = 2,7 T'u, 1H), 7,47-7,37 (m, 2H), 6,86-6,78 (m, 2H), 6,69-6,62 (m, 2H), 4,98 (s, 2H), 3,83 (s, 3H).
Tr(METCR1278) = 1,32 mun (ES") (M+H)" 232.

Cramus 3, cioco6 33. 4-[(5-MeToKCHITUPUANH-2-HIT)METOKCH |-2-HUTPOGEHOI.

K mepememmBaemoii cycniensun 4-[(5-mMeroxcunupuauH-2-mwimetokcu]dernona (1,46 r, 6,31 mmons) B
1,2-numertokcudtane (30 mur) u cynbdomane (15 m) mpu Temneparype -50°C B atMocdepe azota A00aBISLIH
CyCIIeH3UI0 HUTpoHHS TeTpadTopbopara (845 mr, 6,31 mmons). CMech nepeMentuBaiy B Tedenrne 30 MUH TpU
temmieparype -50°C, 3aTeM MeUICHHO HarpeBalii 0 KOMHATHOW TemrepaTypbl. CMech KOHIIEHTPHPOBAIIA B Ba-
KyyM€ ¥ OCTaTOK OYHIIAJIH MPHU IIOMOIIHU KOJIOHOYHOH idur-xpomarorpaduu (cunmkarens, 20-50% stunanerat
B renrane, 3ateM 10% MeTaHOT B JUXJIOPMETAaHE) C MOIyYeHHeM 659 MI yKa3aHHOTO B 3arOJIOBKE COCIUHEHHS
(Berx0x 33%) B BUe mopoiika skentoro 1Beta. oy AMP (500 MI'n, IMCO) 10,49 (s, 1H), 8,28 (d, ] =2,8 ',
1H), 7,51 (d, J = 3,1 I'n, 1H), 7,48 (d, J = 8,6 I'y, 1H), 7,42 (dd, J = 8,6, 2,9 'y, 1H), 7,28 (dd, ] = 9,1, 3,1 I'L,
1H), 7,07 (d, J = 9,1 T, 1H), 5,09 (s, 2H), 3,83 (s, 3H). T(MMETCR1278) = 1,75 mun (ES") (M+H)" 277.

Cranus 4, cioco6 33. 2-AMUHO-4-[(5-METOKCHIIUPHINH-2 -HIT1)METOKCH |(peHOIL.

K 4-[(5-meToxcunpunun-2-un)MeTokcH|-2-aurpodenony (460 mr, 1,66 MMOIb) W AWTHOHHUTY HATpHA
(1,16 T, 6,66 MMOITB) TOOABIISLIIM dTaHOJ (25 M) ¥ Boy (25 MiT), a 3aTeM CMeCh TIEPEeMEITUBAIH MTPH TeMITepaTy-
pe 75°C B Teuenue 2,5 4. 3areM cMech oOpabdareiBasii nutnornToM Hatpus (0,58 r, 3,33 MMoOJIB) 1 TIepeMeIIn-
Banu npu temrieparype 75°C B teuenue 30 MuH. YKa3aHHYI0 cMech pa30aBisiiin Boxoi (150 mur) u skcTparupo-
Bayn dTHianeraToM (2 x 150 mur). O0beAnHEHHBIE OpraHMYEeCKHUEe SKCTPAKTHI CYIIMIN Haja Cylb(haToM HaTpus,
(UIbTpOBANK U KOHIICHTPHUPOBAIH C IOydeHHEeM 292 MT yKa3aHHOTO B 3arojioBKe coeanHeHus (Bbxoxn 71%) B
BHUJIC TBEPJIOTO BEIIECTBA CBETIIO-KOPHYHEBOTO IBeTa. Oy SIMP (500 MI', IMCO) 8,49 (s, 1H), 8,25 (t, J = 1,8
I'y, 1H), 7,40 (d, J = 1,8 I'y, 2H), 6,50 (d, J = 8,5 I'y, 1H), 6,27 (d, J = 2,9 I', 1H), 6,02 (dd, J = 8,5, 2,9 I'L,
1H), 4,91 (s, 2H), 4,55 (s, 2H), 3,82 (s, 3H). Tr(METCR1278) = 1,23 mun (ES") (M+H)" 247.

Cramuss 5, cmoco6 33. N-{2-I'mapoxcu-5-[(5-MeTOKCHUITUPUINH-2-UT)METOKCH |peHmt} -1-metun-1H-
npason-4-kapOoKCaMuI.

K mnepememmBaemMomy pacTBOpy 2-aMHHO-4-[(5-MeTOKCHNMUpUANH-2-miI)MeToKcH |perona (95 wr, 0,39
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MMoub) U aumsonpormwnTiiamuaa (0,077 mi, 0,46 MMonb) B TeTparunpodypane (2 mi) B atMocdepe a3ora
oJHO¥ moprwmeit no6asismu 1-metnin-1H-nmpazon-4-kapoonun (60 mr, 0,46 MMmoinb). CMech IepeMenBalId Py
KOMHATHOU TemmepaTtype B TeueHre 30 MuH. YKa3aHHYI0 cMech pa30aBisim Bogoi (15 M) U 9KCTparupoBasid
stmnaneraToM (2x15 mur). OObeAMHEHHBIE OpraHMYEeCKHe SKCTPAKTHI CYIIMIN HaJ Cynb(aToM HaTpus, QpUIbT-
pOBaM M KOHIIEHTPUPOBAIHU ¢ ToiydeHHeM 131 Mr yka3aHHOTO B 3aTOJIOBKE coenuHEHHUs (BbIXon 96%) B Buae
TBEPAOTO BEIIECTBA CBETIIO-KOPHYHEBOTO IIBETA.

Tr(METCR1278) = 1,36 mun (ES") (M+H)" 355.

Cramuss 6, cmoco6 33. 5-[(5-Merokcunupunua-2-mwi)MeTokcH]-2-(1-metnn-1H-nmupazon-4-wmn)-1,3-
6eH30KCa3011.

N-{2-I'mapokcu-5-[(5-MeTOKCHUITUPUANH-2 -1 )METOKCH | peHw } - | -meTwi- 1 H-mupazon-4-kapookcamuy (65
mr, 0,18 MMoIB) 1 yKeycHyI0 kucioty (1 Mir) HarpeBaiM B MHKpPOBOJHOBOH meun npu Temneparype 200°C B
TeueHnne 30 MuH. YKa3aHHYIO CMECh KOHIIEHTPHPOBAIM B BaKyyMe€ M OCTaTOK pa30aBiIsiiM HACHIIIEHHBIM BOJ-
HBIM pacTBOpOM OnkapOoHaTa HaTpus (20 MIT) W SKCTparupoBaiu stunarnetaroM (2 x 20 mi). O0beTuHEHHBIC
OpTaHWYeCcKHe SKCTPAKTHI CYIIWIN HaJ CyJb(haToM HaTpus, GUIBTPOBAIN U KOHIEHTpUpoBaiu. Ilocine ouncTku
IPY IOMOIIN KOJIOHOYHOH (piami-xpomarorpadun (cunukareib, 20-80% >TuinaneraT B TelTaHe) U IpenapaTus-
HoM BOXKX (ameronurpmi/Boxa) moiydann 36 Mr yKa3aHHOTO B 3aroJIOBKe coefnHeHus (Bbixox 58%) B BHIE
TBEPAOTO BelecTBa OEJIOro IIBETa.

IIpumep 1, cmoco6 33. 5-[(5-Merokcunupunua-2-mwi)mMeTokcH]-2-(1-mernin-1H-nmupazon-4-wmn)-1,3-
6eH30KCa3011.

Sy SAAMP (500 MI'u, AMCO) 8,52 (s, 1H), 8,30 (d, J = 2,9 ', 1H), 8,08 (s, 1H), 7,59 (d, J = 8,8 I'y, 1H),
7,51 (d, J=8,6 Ty, 1H), 7,43 (dd, J = 8,6, 3,0 I'y, 1H), 7,33 (d, J =2,5 I'y, 1H), 7,01 (dd, J = 8,8, 2,5 I';, 1H),
5,15 (s, 2H), 3,95 (s, 3H), 3,84 (s, 3H). Tr(MET-YBDXX-AB-101) = 2,46 mun, (ES") (M+H)" 337.

Crienyrotmye mpuMeps MOJTydaii COTJIACHO CcIoco0y 33, omMcaHHOMY BHIIIIE.

Tab6muma 34
ITpum CrpykTypa Mo Haspanne mo | Jannbre XKX-MC
Macca IUPAC
5-16-
METOKCHITHPH
P Tr(MET-
- VBIXKX-AB
O N - -
. < ,(>_</;L HJI)METOKCH |-2-
1 [ 336,34 101) = 2,46
o (1-metun-1H-

‘ munyT, (ES*) (M
MHPa30a-4-1i)-

+H)" 337
13-
GeH30KCa301
5-[(5-
METOKCUIINPU Tr(MET-
L WH-2- VBOXX-AB-
/(\;A 33433 | unmerokcu]-2- | 101)=2,42

! (mupasun-2- munyT, (ESY) (M

mn)-1,3- +H)* 335
OeH30KCa301
[B-{5-[(5-
MET! OKCI/IHI/IpI/I,I[
Tr(MET-
WH-2-
o YB3XX-AB-
5N HJT)METOKCH | - )
3 i S o NF == V4 389,45 13 101): 1,86
~g =N \ J3-

munyT, (ESY) (M
+H)* 390

OeH30KCa30/1-2-

i} heHun)MeTH

JT| AMMETHIAMHAH
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Cnocob 34.
Cxema crocoba 34
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Cramust 1, cnoco6 34. N-{2-T'mapoxcu-5-[(5-MeTOKCHITUPUANH-2-MIT)METOKCH |peHnn }-1,3-Tprazon-5-
KapOOKcaMuI.

PactBop 2-amuHO-4-[(5-MeTokcunupuanH-2-mi)MetokcH |perona (150 mr, uncrora 50%, 0,30 Mmonb, no-
JYY9EHHOTO B COOTBETCTBHH co criocoboM 33), 1,3-tnazon-5-kapOoHoBoii kucaoTsl (43 mr, 0,33 MMoib) U THA-
poxnopuna stunkapooxunmuaa (76 mr, 0,40 mmons) B nupuaure (1 M) B atmMocdepe a3oTa IepeMenInBain
MIPY KOMHATHOM TemrepaType B TeueHHne 16 4. Yka3aHHyI0 cMech pa30aBisiy Bogoi (10 Mir) U 9KCTparupoBaiu
stmnaneraToM (2 x 10 mim). OObeIMHEHHBIE OpraHMYeCKHEe IKCTPAKTHI CYIIMIIM Hal CyIb(aToM HaTpus, GpUIbT-
POBAJIM ¥ KOHIICHTPUPOBAIH C MOTy4eHHeM 220 MI yKa3aHHOTO B 3ar0JIOBKE HEOUHILCHHOTO COCIUHEHHS B BUJIE
TBEPAOTO BEIECTBA KOPUYHEBOT'O I[BETA, KOTOPOE HCIONB30BAIHM Ha CICAYIOUIEH cTaiuu 6€3 HOIMOIHUTEILHON
ounctku. T((METCR1278) = 1,44 mun (ES") (M+H)" 358.

Cramus 2, cioco6 34. 5-[(5-Metokcummupuana-2-un)metokcn|-2-(1,3-tnazon-5-un)-1,3-6eH30kca3ol.

N-{2-I'mapokcu-5-[(5-MeTOKCHITUPUANH-2 -1 )MeTOKCH | hernn } - 1,3-tnazon-5-kapookcamua (109 mr, 0,30
MMOJIb) M YKCYCHYIO KHCJIOTY (2 MJI) HarpeBaJi B MUKPOBOJIHOBOH Ieun npu temreparype 200°C B teuenue 40
MHH. YKa3aHHYIO CMECh KOHIICHTPUPOBAJIM U OCTaTOK pa30aBiIsIM HACHIIICHHBIM BOJHBIM pacTBOPOM OMKapOo-
Hata HaTpus (10 mur) m skcTparupoBay dTrinaneratoMm (2x10 mur). OObeTMHEHHBIE OPTaHUYECKHE dKCTPAKTHI
CYIIMIIN HaJ| Cyab(paToM HaTpusl, QUIBTPOBAIN U KOHLEHTPUPOBaIH. Ilociie 0UNCTKY IPH MMOMOIIH KOJIOHOYHOH
(dmam-xpomarorpaduu (cwnukarenb, 25-80% sTunaneraT B rentane) W npenapatuBHoi BOXKX (ameroHuT-
pui/Boza) monyvanau 32 Mr yKa3aHHOTO B 3arojIoBKe coetmHeHHs (Bbxos 31%) B BUJie MOpOIIIKa Oeoro IBeTa.

[Mpumep 1, cnoco6 34. 5-[(5-Metokcurmupunun-2-min)MeTokcu|-2-(1,3-tnazon-5-mm)-1,3-6eH30KCa3071.

Sy SAAMP (500 MI', AMCO) 9,39 (s, 1H), 8,70 (s, 1H), 8,30 (d, J = 2,9 I', 1H), 7,70 (d, J = 8,9 I'y, 1H),
7,52 (d, J = 8,6 I'n, 1H), 7,46-7,40 (m, 2H), 7,12 (dd, J = 8,9, 2,6 T'u, 1H), 5,17 (s, 2H), 3,84 (s, 3H). Tr(MET-
VBOXX-AB-101) = 2,71 mun, (ES") (M+H)" 340.

o
Cramus 2 |
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CHGIIYIOHII/IG MPpUMEPLI NOJTYyHaJIn COIJIaCHO CHOC06y 34, OIMMMCAaHHOMY BBIIIIC.

Tabmuma 35
Tlp. CtpykTypa Mon. Hassanwue o IUPAC Jannsle XX-MC
Macca
c>_<\ 5-[(5-merokcunupuaus- | Tr(MET-YBOXX-
/ N
i:j:ﬂ A 2-um)verokcu|-2-(1,3- | AB-101)=2,71
1 [y C 33937 ’ ’
e THa301-5-umn)-1,3- munyT, (EST) (M +
|
OeH30KCa301 H)* 340
5-[(5-meroxcummpuans- | Tr(MET-YBOXX-
LI~
PPN ,%_CN 2-um)merokcu]-2-(1- AB-101) = 1,44
2 T 353,41
(\) #" METWIUIEPUANH-4- munyT, (ES") (M +
ni)-1,3-6eH30Kcason H)' 354
2-[5-(2-
/
”2 MerokcraTokcr)mupua | Tr(MET-YBOXX-
5 H-3-m1]-5-[(5- AB-101)=2.85
3 . 407,42
/@ ‘>_</7\ METOKCUITMPU AHH-2- munyT, (ES*) (M +
_re ’ wi)merokcn]-1.3- H)" 408
OeH30KCca301
. . 5-[(5-merokcumupuaus- | Te(MET-YBIOXX-
7N
% /@")_C) 2-MIT)MeTOKCH]|-2- AB-101) =246
4 /j::j/ﬁ" 33434
(II P2 (mupumuaua-5-u1)-1,3- | munyT, (EST) (M +
OeH30KCca30T H)" 335
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2-(2,3-guruapo-1-

6ensodypan-2-mn)-5-

Tr(MET-YBOXX-

/@m AB-101)=3.5
5 Sy e W 374,40 | [(5-MeToXCHIHMPUANH-2-
A sy, (ES') (M +
’ wi)merokcu|-1,3-
H)' 375
OeH3oKcaz0m
2-[(2R)-2.3-guruapo-1-
Tr(MET-YB2XX-
5. o OeHzodypan-2-mn)-5-
/@:) ....... @ AB-101)=3,54
6 S ™ " 374,40 | [(5-meTokcUnupuanH-2-
A munyT, (EST) (M +
° un)merokcu|-1,3-
H)* 375
6eH30KCca3011
]
2-[(25)-2,3-zuruapo-1-
Tr(MET-YB2XX-
o e 6ensodypan-2-mn)-3-
/@H@ AB-101) = 3,55
7 e " 374,40 | [(5-MeTOKCHIHPUANH-2-
- | ) munyT, (ES*) (M +
’ wi)merokcu|-1,3-
H)' 375
6eH30Kca3071
5-[(5-meroxcumupuaus- | Tr(MET-YBOXX-
NN 2-um)meroxcu]-2-(5- AB-101) =289
8 . 7/ | 34737
\ Merunnupuans-3-mwn)- | munyt, (EST) (M +
e
1,3-6en3okcazon H)* 348
5-enmn-N-[2-
( 313 Tr(MET-YB2XX-
. mpuauH-3-un)-1,3-
; /@:)_C\} AB-101) = 3,04
9 °7/lk.. i =7 | 383,37 OeH30KCca30M-5-1|-
<1 sy, (ES*) (M +
1,3,4-oxcanuazon-2-
H)* 384
kapboxcamMuz
5-[(5-meroxcummpuans- | Tr(MET-YBOXX-
2 2-WIT)METOKCH|-2- AB-101)=2,37
10 # .,/©:~’ N7 33434
. I (mupumuaun-4-un)-1,3- | munyT, (EST) (M +
6eH30KCca301 H)" 335
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Cnoco0b 35.
Cxema crocoba 35
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Cranus 1, cioco0 35. 2-(ITupuaun-2-unokcu)aTas-1-oi1.

Cwmech ruapuaa Hatpust (60% B MuHepanbHOM Macie, 139 mr, 3,48 Mmoinb) u 2-6pommupununa (500 wmr,
3,16 mmouts) pactBopsiii B N,N-aumermipopmamuse (5 Mir). 3aTeM MO KaruisiM 100aBiisuty 3tal-1,2-nuomn (2,12
M1, 37,98 MMOJIB) 1 yKa3aHHYIO cMech HarpeBanu mpu temnepaTtype 130°C B TedeHrne HOUM. YKa3aHHYIO CMECh
OXJIKIAIH 10 KOMHATHOM TeMIlepaTypsl, 100aBisui Boay (20 Mi1) 1 cMech 3KCTparupoBajy TUiIaeraTom (3 x
10 mur). OObeMHEHHBIE OPTaHMYECKHE CIOM NPOMBIBAIN BooH (2 x 10 M), cymmnm Haj cynb(haToM Harpus,
(uIBTPOBAN M KOHIEHTpHpOBaH. [locine 0OYMCTKY PH MOMOIIH KOJIOHOYHOH (idni-xpomarorpadun (cuimka-
rens, 2-40% »TuiameraTr B remnrtaHe) moimydand 135 Mr ykazaHHOTO B 3arojioBke coeamHeHHs (Bbixox 31%) B
Buze OecieTHOro Macna. oy SIMP (500 MI'n, xmopodopm) 8,23-8,06 (m, 1H), 7,61 (ddd, J = 9,0, 7,1, 2,0 T'm,
1H), 6,91 (ddd, 1 = 7,0, 5,1, 0,8 I';, 1H), 6,81 (d, J = 8,4 I';, 1H), 4,53-4,41 (m, 2H), 4,02-3,90 (m, 2H), 3,81
(br, s, 1H). T(METCR1278) = 0,59 mun (ES") (M+H)" 140.

Cramus 2, crioco6 35. 2-(2-XI0p3TOKCH)TUPHTHH.

K mepememmBaemoMy pactBopy 2-(TUpUINH-2-MIOKCH )3TaH-1-o0ma (56 mr, 0,4 MMOJIB) B TuUXiopMeTaHe (2
MJI) B atMocdepe azora mpu Temmeparype 0°C mobasmsun tpudTrinamMud (0,06 M, 0,44 MMOITB) ¢ TIOCTIEMYIO-
muM 1odaBineHneM MetaHcynbdonmnxiaopuaa (0,03 mi, 0,42 Mmons). CMech nepeMenInBaiy Ipyu KOMHATHOH
Temriepatype B Teuenne 2 4. Cmech oxnaxkaanu 1o temmeparypsl 0°C, no6asmsum tpustiinamud (0,06 mi, 0,44
MMOJIb) B MeTaHcybhoHmIxIopua (0,03 mi, 0,42 MMOJIB) N YKa3aHHYIO CMECh IIEpEeMEIINBAIN TP KOMHATHOH
Temriepatype B TedeHue 4 4. CMmech pacmpenensuii Mexxay auxiaopmeradoM (10 mir) u Bogoit (10 mur). Opranu-
YeCKHe SKCTPAKTHl CYIIWIN HaJ Cylb(paToM HaTpus, QUILTPOBAIN M KOHLIEHTPHPOBAIN C MOJIy4YeHHEM 58 Mr
YKa3aHHOTO B 3aroJIOBKE HEOUHMILEHHOTO coeanHeHus (BbIxox 91%) B Buze Macia jKeNToro IBera, KOTOpoe Hc-
MOJTb30BAJIM HETIOCPEACTBEHHO Ha CIEAYIOIIEH CTaquu.

Cramus 3, cioco6 35. 5-[2-(ITupuauH-2-unokcn)3TOKCH | -2-(mupuauH-3-1i)- 1,3-6eH30Kca301.

K runpuny marpus (60% B mMuHepamsHOM Macie, 12 mr, 0,3 MMois) B aTMocdepe a30Ta J00aBsn pac-
TBOp 2-(TpuanH-3-min)-1,3-6eH3okcazon-5-oma (57 mr, 0,27 MMOJTb, TIOTy4EHHOTO B COOTBETCTBUHU CO CIIOCO-
6oMm 14) B N,N-mumetundopmamuae (1 M) 1 ykazaHHyI0 CMeCh MEPEeMEINBAIM MPH KOMHATHOH TeMIiepaType B
teuenne 30 wmwmH. JloOaBimsim pactBop 2-(2-xsopatokcm)mupuanHa (57 wr, 0,36 Mmons) B N,N-
mumetridopmamuze (0,5 Mir) U cMech IepeMelIMBaIN P KOMHATHOW TeMIieparype B TeueHne Houn. CMmech
HarpeBaiy 10 Temneparypsl 60°C B TeueHne 3 4, OXJIaKAann 10 KOMHATHOW TeMIIepaTyphl, JOOABISIIN THAPUA
Hatpus (60% B MUHepanbHOM Macine, 12 mr, 0,3 MMOJb) U OTyYEHHYIO CMECh NIepEMENINBAIK TP KOMHATHOU
TEeMITepaType B T€UEHHUE HOYM. YKa3aHHYIO CMECh TaCHIU BOJOU (3 MIT), SKCTparupoBaiu 3tuiamneratom (3 x 5
MJI) 1 00BEIMHEHHBIC OPraHNYEeCKHE YKCTPAKTHI MPOMBIBATHN BOJOH (2x5 MiT), Cymviam Haa CyabhaToM HATpHs,
($uUIBTPOBAM M KOHIEHTpHPOBaH. [locine 0OYMCTKY PH MOMOIIM KOJIOHOYHOH (dni-xpomarorpadun (cuimka-
renb, 1-10% MeTaHona B OUXJIOPMETaHE) M MEPEKPUCTAIM3ALMM M3 CMECH TPET-OyTHJI METHIIOBOTO 3(du-
panTinanerara (9:1, 10 M) momyvanu 15 Mr yka3zaHHOTO B 3arojIoBKe coequHEHHs (BbIXox 17%) B BUIE KpH-
cTaIoB Oeloro BeTa.

IIpumep 1, crioco6 35. 5-[2-(ITupunuH-2-UI0KCH)ITOKCH|-2-(TUpuInH-3-11)- 1,3-0eH30KCa301.

Sy AMP (500 MI'u, AMCO) 9,32 (d, J = 1,6 ', 1H), 8,80 (dd, J = 4,8, 1,6 T'u, 1H), 8,51 (dt, J = 8,0, 1,9
I'y, 1H), 7,74 (dd, J = 6,8, 1,9 T'u, 1H), 7,71 (d, J = 8,9 I'u, 1H), 7,65 (dd, J = 8,0, 4,8 T'uy, 1H), 7,47-7,40 (m,
2H), 7,03 (dd, J = 8.9, 2,5 I', 1H), 6,41 (d, J =8,7 I', 1H), 6,24 (td, ] = 6,7, 1,3 I'y, 1H), 4,35-4,26 (m, 4H).
Tr(MET-YB2XX-AB-101) = 2,25 mun, (ES") (M+H)" 334,

Crieyromuii mpuMep MOIyJalld COTJIACHO croco0y 35, ONMMCaHHOMY BHIIIIE.

Tabmmma 36

TTpum. CrpykTypa Mon. Hassanne no JHannsre XKX-MC

macca TUPAC

5-[2~(mupuaus-2-
Tr(MET-YB2XX-

3 HITOKCH)ITOKCH]-
/@:9—@ AB-101)=2,25
1 3 ™ i =i 133334 | 2-(nupuaun-3-
P munyT, (ESY) (M +

un)-1,3-
H)* 334
GeH30KCca301
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Cramus 1, cioco6 36. Tper-byTwn 4-metwi- 1 H-upa3zon-1-kapOokcuar.

K pactBopy 4-metun-1H-nmupasona (3,1 r, 37,8 mons) u N,N-nmudtmwiranamuna (10,5 v, 75,3 MMoIs) B
muxyopmerane (100 mui) mobaBmsim nu-TpeT-OyTrinaukapoonar (9,1 r, 41,7 MMOJIb) U CMeCh IIepeMEIINBAIIN
IpY KOMHATHOW TeMIeparype B TeueHHe 6 4. YKa3aHHYIO cMech pa30asisiim stuianeraroM (300 mur), mpombl-
Basi Boo# (100 MIi1) M HaCHIIEHHBIM coseBbIM pacTBopoM (100 Mir), cymmny Hag cynbharoM Maraus, Gpuibt-
pOBaM ¥ KOHIEHTPUPOBaJIH. [lociie OYMCTKY MPH TIOMOIIHM KOJIOHOYHOH (hiami-xpomarorpaduu (cumukareis, 0-
30% sTHianeTaT B TenTaHe) Moaydasy 5,56 T yKka3aHHOTO B 3arojoBKe coenuHeHus (Bbixox 81%) B Buae macia
xkenroro 1gera. oy AMP (500 MI', xnmopodopm) 7,82 (s, 1H), 7,52 (s, 1H), 2,08 (s, 3H), 1,63 (s, 9H).

Cramus 2, cioco6 36. Tper-byTw 4-(6pommeTn)- 1 H-iupazo-1-kapOokcuar.

Cwmech TpeT-OyTiut 4-metun-1H-nmupason-1-kapbokcumnara (4 1, 21,95 mmons) u N-Opomcyknumuza (4,3 T,
24,16 MmMoib) B TeTpaxiopuae yriepona (50 mi) HarpeBanu ao temmneparypbl 70°C. Tlocne noGasnenus 2,2'-
nmuaseH- 1,2-muunbuc-(2-mermmponanauTtpuia) (0,5 T, 3,04 MMOJIB) MOTYYEHHYIO CMECh HAarpeBail ¢ 0OpaTHBIM
XOJOAWIHLHUKOM B TedeHue 18 4. Ilocie oxmaxaeHus 10 KOMHATHON TeMIIepaTyphl TBEPAbIC BEIIECTBA Y AN
TIpY TTOMOINHX (GHMIBTPOBAaHUS M GUIBTPAT KOHIEHTpUpoBaid. Ilociie 04uCTKH IpH MOMOIIX KOJIOHOYHOH (ra-
xpomartorpapun (cunmikarens, 0-20% sTuianeTar B remnrtane) noiydand 2,94 T yka3aHHOTO B 3ar0JIOBKE COCIH-
HeHnsa (Berxox 43%) B Buze OecieTHoro macia. oy SAMP (500 MI'n, xmopodopm) 8,10 (s, 1H), 7,73 (s, 1H),
4,39 (s, 2H), 1,65 (s, 9H). T(METCR1278) = 1,70 mun, (ES") (2M+Na)" 545, 92%.

Cramuss 3, cmoco6 36. Ttper-bByrun 4-({[2-(3-unanommpuann-4-nmn)-4,5-quruapo-1-6ensopypan-5-
wit]okcu } MeTui)- 1 H-rmupasoin-1-kapOokcunar.

K  wuHTeHcMBHO  mepememmBaeMoMmy — pactBopy  4-(5-runppoxcu-1-6eH3odypaH-2-min)nupUINH-3-
kapOoonutpmia (275 wmr, 1,16 MMOmb, HONYyYEeHHOTO B COOTBETCTBHH cO crmocoboMm 9) um Tper-Oytmin 4-
(6pommeTnn)- 1 H-tmpa3zon-1-kap6okcmmara (83%, 550 mr, 1,75 mmons) B N,N-gumerundopmamune (15 mi)
nobasisumn Wonua kamust (20 mr, 0,12 mmons) u ruapua Hatpus (60% B mMuHepamsHOM Macnie, 60 wmr, 1,5
MMoJtb). Uepes 2 4 ykazaHHYIO cMech 100aBmsiid B BoAy (100 mur) u HacwImeHHBIH coseBoi pactBop (100 mur),
3areM 3KcTparupoBaiy dtuianeratoM (3 x 100 mir). OObeIMHEHHBIE OpPraHUYECKHE SKCTPAKTHI IIPOMBIBAIIN Ha-
CBIIIEHHBIM COJIEBBIM pacTBOpoM (50 mur), cymuimm Hall cyiabpaToM MarHusi, GUIbTPOBAIN U KOHIIEHTPUPOBAIIH.
ITocne 0YMCTKY TpU ITOMOIIH KOJIOHOYHOW (umm-xpoMaTorpadun (cuimkarens, 0-80% sTrnaneTrat B rentaHe)
noay4ainu 259 Mr yka3aHHOTO B 3arOJIOBKE coefuHeHUs (BbIxon 53%). oy SAIMP (500 MI'w, ximopodopm) 8,93 (s,
1H), 8,83 (d, J = 5,3 I', 1H), 8,17 (s, 1H), 7,96 (d, J = 5,4 I'y, 1H), 7,91 (s, 1H), 7,80 (s, 1H), 7,48 (d, J =9,0
I'y, 1H), 7,17 (d, J = 2,5 Ty, 1H), 7,08 (dd, J = 9,0, 2,6 T'u, 1H), 5,03 (s, 2H), 1,66 (s, 9H). Tr(METCR1278) =
2,12 mun (ES") (M+Na)' 439.

Cranus 4, cioco6 36. 4-[5-(1H-ITupazon-4-unmerokcen)- 1 -6eH30¢hypan-2 -1 | IUpUINH-3 -KapOOHU TPHIL.

K pactBopy tper-Oyrun 4-({[2-(3-unanonupuann-4-wmn)-4,5-muruapo-1-6eH3o0¢hypaH-S-1i|OKCH } METHII)-
1H-nmupa3zon-1-kap6okcmnara (255 mr, 0,61 Mmons) B muxiopmerane (10 M) moOaBisii TpU(TOPYKCYCHYIO
KUCIIOTY (2 MJI) M yKa3aHHYIO CMeCh NepeMellInBali B TeUeHne 3 4 Ipu KOMHAaTHOH TeMneparype. Jleryuue Be-
IIECTBa yIAJISUIN B BaKyyMe M OCTaTOK paclpeAeisiiin Mex 1y dTrianeratoM (200 MiT1) 1 HaCHIIIEHHBIM BOJIHBIM
pactBopoM OukapOoHaTta Hatpus (100 mm). ITocite pa3aeneHus opraHMYECKUe CIIOW MPOMBIBAIA HACBHIIICHHBIM
coJleBBIM pacTBopoM (50 M), cymmian Han cynb(aroM MarHus, GUILTPOBAIM W KOHIEHTpHpoBaM. OCTAaTOK
pacThpaiIy ¢ STWIAIETaTOM W TeNTaHOM C MoiydeHWeM 132 Mr yKa3aHHOTO B 3aTOJIOBKE COCOHHEHUS (BBIXOX
69%) B BHJIe KPUCTAIUNIMIECKOTO TBEPJOTO BEIIECTBA TIOYTH OEJIOTO IBETA.

IIpumep 1, crioco6 36. 4-[5-(1H-ITupazon-4-unmetokcn)- 1 -6eH30PypaH-2-mi |HUpUIAH-3-KapOOHUTPHII.

oy AMP (500 MI', AMCO) 12,84 (s, 1H), 9,12 (s, 1H), 8,92 (d, J = 5,4 I'y, 1H), 8,07 (d, J = 5,4 T'w, 1H),
7,99-7,91 (m, 1H), 7,88 (s, 1H), 7,69-7,56 (m, 2H), 7,47 (d, J = 2,6 ', 1H), 7,10 (dd, J = 9,0, 2,6 'y, 1H), 5,04
(s, 2H). Tt(MET-YB2XX-AB-101) = 2,68 mun, (ES") (M+H)" 317.
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Crnenyromuii mpuMep MoTy4ay COrJacHo crmoco0y 36, OIMMMCAHHOMY BEIIIIE.

Tabmuma 37
IMpum. Ctpyktypa Monn. Haszsanue no Jamnasie XKX-MC
Mmacca IUPAC
4-[5-(1H-
“\‘\\ mupazon-4- Tr(MET-YB3XX-
0 HIMETOKCH)-1- AB-101)=2,68
N /i/\u e — Genzodypan-2- | munyt, (EST) (M +
= W IApHIHH-3- H)' 317
KapOOHUTPUIT
Croco6 37.
Cxema criocoba 37
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Cramus 1, cioco6 37. 1-[5-(ITupuaun-3-mnMerokcn)- 1 -6en3odypan-2-un|stad-1-oH.

K cycnem3un 3-(6pommerwnm)nupuaud ruapobpomuma (861 wr, 3,40 mmoinb), 1-(5-ruapoxcu-1-
oensodypan-2-mn)dtan-1-ona (500 wmr, 2,84 mmonp) u HWommma kamus (50 1, 0,3 mmomp) B N,N-
mumetmidopmamune (25 mi) npu Temreparype 0°C mobasmstmu runpun Hatpus (60% B MHHEpaIb-HOM Macie,
270 wmr, 6,75 mmodb). JlensHyro OaHIO YIAISsIIM B yKa3aHHYIO0 CMECh MepPEeMENINBaIi P KOMHATHOW TeMmIepa-
Type B TeueHue 16 4 mepex noOaBieHHEM K HachlleHHOMY pacTBopy coiu (100 mi) u Bozme (100 mu). Cmech
aKcTparupoBany dtmnamneratoMm (3 x 100 mi), oObemMHEHHBIE OPTAHUYECKUE CJIOW TMPOMBIBAIIN HACBHIIIEHHBIM
COJICBBIM pacTBOpoM (50 M), cymmig Hajx cyiabhaToM MarHus, GuiabTpoBaiu u KOHICHTpupoBau. [Tocne oun-
CTKH IIPH TTOMOIIM KOJOHOYHOH (ud-xpomatorpaduu (crmkarens, 20-100% sTunareraT B renTaHe) mojyya-
i 626 MT YKa3aHHOTO B 3arOJIOBKE coeqrHEHUs (BbIxoa 83%) B BHIE OECIBETHOTO KPUCTALTHUECKOTO TBEP/IO-
ro Bemectsa. Tr(MET-YBDXX-AB-101) = 1,7 mun, (ES") (M+H)" 268.

Cranus 2, cioco0 37. 2,2-JIubpom-1-[S-(mupuann-3-nnmerokcn)- 1 -6en3odypan-2-ui]3Tan- 1 -oH.

K cycnem3un 1-[5-(mupunun-3-unmerokcn)-1-6er3odypan-2-mi]atan-1-ona(l,5 r, 5,61 MMonb) U TpuO-
pomuna nmupuauHus (2,2 T, 6,9 MMOoIIb) B yKcycHOM kuciioTe (30 M) 1o0aBisu OpOMUCTOBOJOPOIHYIO KUCIIOTY
(30% B ykcycHoit kuciote, 1,1 MiT) ¥ yKa3aHHYIO CMeCh IIepEeMEIINBAIN NTPH KOMHATHON TeMIepaType B Tede-
Hue 18 4. [Tocie yaameHus JeTyqnx BEMecTB B BaKyyMe OCTaTOK pacIpenessuin Mexay dTrianeratoM (300 mur)
Y HACBIIIEHHBIM BOJHBIM pacTBopoM OnkapOoHaTa Hatpus (150 mur). OpraHmdeckre ciou pa3aelisiif, MPoMbIBa-
JIM HACBIIIEHHBIM COJIEBBIM pacTBopoM (100 mur), cynmmmm Hax cyib(aroM Maraus, GUIBTPOBAINA U KOHIICHTPH-
poBaimu. ITocne 0YMCTKH TPH TOMOIIM KOJIOHOYHOH (uami-xpomarorpadun (cunukareis, 0-100% stunanerar B
renraHe) moiayvain 427 Mr yKa3aHHOTO B 3aroyioBke coeauHeHus (Bbrxoa 20%) B Buie OECIBETHOTO TBEPIOTO
BermecTBa. Oy SIMP (500 MI'n, xmopodopm) 8,72 (s, 1H), 8,61 (d, J =3,9 I'y, 1H), 7,81 (d, J =7,8 'y, 1H), 7,76
(d,J=0,7 I'n, 1H), 7,53 (d, J = 9,1 ', 1H), 7,36 (dd, J = 7,8, 4,8 T'u, 1H), 7,24 (dd, J = 9,1, 2,6 I'n, 1H), 7,19
(d,J=2,5Tn, 1H), 6,70 (s, 1H), 5,14 (s, 2H).

Cranus 3, crocod 37. 3-{[(2-{5H,6H-Umunazo[2,1-b][ 1,3 ]trazon-3-nn}-1-6eH30dypan-5-
WJT)OKCH [METHI } TUPUINH.

Cwmech 2,2-mubpom-1-[5-(mupuaus-3-unmeTokcn)- 1 -6er3odypan-2-min|3tan-1-ona (470 mr, 1,11 Mmonb) u
nMuaazomuarnH-2-tuoHa (114 mr, 1,12 MMos) B aTaHome (20 M) 1 ykcycHol kuciote (10 M) mepemermmBanu
NIPY HarpeBaHWHU C OOPATHBIM XOJOAWJIHHUKOM B TeueHHe 16 4. PacTBopuTenm ynamsiam B BaKyyMe M OCTaTOK
pacnpenersuii Mexay sTuinaneratoM (200 M) 1 HACHIIIICHHBIM BOJHBIM pacTBOpoM OukapOonara HaTpus (100
Mi1). OpraHudecke CIOW MPOMBIBAIA HACBHIIICHHBIM COJIEBBIM pacTBopoM (50 Mun), cymmwim Haj cyibdarom
MarHusi, QUIBTPOBAIM U KOHIIEHTpUpoBaiu. [Tociae oYUCTKH IPU MOMOIIM CHIBHON KaTHOHOOOMEHHON XpoMa-
torpadun u npenapatuBHod BOXX (aneronurpun/Bona + 0,2% ruapokcun aMMoHus) noiydanu 49 mr yka-
3aHHOTO B 3ar0JIOBKE coetMHeHHs (BbIxo 15%) B BHIe OECLBETHOTO KPUCTAIIIMYECKOTO TBEPJIOTO BELIECTBA.

[Mpumep 1, croco0 37. 3-{[(2-{5H,6H-Nmuna3o[2,1-b][1,3]tnazoxn-3-un}-1-6enzodypan-5-
WJT)OKCH [METHIT } TUPUINH.

oy SAMP (500 MI'y, IMCO) 8,69 (d, J = 1,7 I'i, 1H), 8,55 (dd, J =4,8, 1,6 I'i, 1H), 7,89 (dd, J = 7,8, 1,8
I'y, 1H), 7,52 (d, J =9,0 T'u, 1H), 7,43 (dd, 1 = 7.8, 4,8 T'u, 1H), 7,27 (d, J =2,6 ', 1H), 7,17 (s, 1H), 7,05 (dd, J

O
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=89, 2,6 T'n, 1H), 6,52 (s, 1H), 5,19 (s, 2H), 4,27-3,97 (m, 4H). Tr(MET-YB2XX-AB-101) =1,15 mus, (ES")
(M+H)" 350.
Crieyromuii mpuMep MOIyJalid COTJIACHO croco0y 37, ONMMCaHHOMY BHIIIIE.

Tab6muma 38
ITpum. Crpykrypa Moua. Haspanue no Hanasie XKX-MC
Macca IUPAC
3-{[(2-{5H.6H-
nMuRasol2,1-
Tr(MET-YB2XX-
o at: b][1,3]tuazon-3-
A AB-101)=1,15
1 S o MR 349,41 un-1-
N | L munyT, (EST) (M +
... Gensodypan-3-
H)* 350
MJT)OKCH | METHIT }
TIHPUTIAH
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Cranus 1, cioco6 38. 5-[(5-MeTokcunupuans-2-uin)MeToKcH|-2,3-muruapo-1,3-6eH30Kca301-2-THOH.

2-AMuHO-4-[(5-MeToKcUHPUANH-2 -1 )MeTokcH |peron (uucrora 50%, 450 mr, 0,91 MMOIb, TOTYyYCHHBIH
B COOTBETCTBHUH CO criocoOoM 33) u atunkcantoreHar kamus (161 mr, 1,00 MMons) B 3TaHoINE (3 MIT) IEpeMeIn-
BaJll B T€PMETUIHO 3aKpBITON Mpobdupke mpu Temmeparype 85°C B TeueHue Houn. CMech KOHIICHTPHUPOBAIHN B
BaKyyMe C TOJTydeHHeM 263 MI' yKa3aHHOTO B 3aroJIOBKe COSAMHEHHS (KOJTMUECTBEHHBIM BHIXO/]) B BUIE TBEPIO-
ro BemecTBa KopraHesoro nseta. Tr(METCR1278) = 1,59 mun (ES™) (M+H) " 289.

Cramus 2, cioco6 38. 2-Xnop-5-[(5-MeTokcumupuanH-2-ui)MeTokcH |- 1,3-6eH30Kca3od.

K mepememmBaeMomy pacTBopy 5-[(5-METOKCUTTHPUINH-2-MIT)METOKCH|-2,3-nurunpo-1,3-6eH30kca3omn-2-
troHa (263 mr, 0,91 Mmons) B xiopuae THoHWIa (1 mur) mobasnsmm N,N-mumetundopmamu (0,03 mir). Cmech
nepeMmeruBaiu npu temmeparype 65°C B Tedenue 1 4. Yka3aHHYIO cMeCh KOHIIEHTPUPOBAIM B BaKyyMe U OUHU-
Ay TIPH TIOMOIIM KOJIOHOYHOH (umin-xpomatorpaduu (cunukarens, 10-40% sTuanerar B renrane) ¢ Mojy-
yeHreM 117 Mr yka3aHHOTO B 3arojIOBKe coequHEHUs (BbIxon 44%) B BHIE TBEPIOTO BEIIECTBA OCIIOTO I[BETA.
oy AMP (500 MI', IMCO) 8,29 (d, J =2,9 I'y, 1H), 7,67 (d, J =9,0 I'u, 1H), 7,50 (d, J = 8,6 ', 1H), 7,46-
7,38 (m, 2H), 7,11 (dd, J = 9,0, 2,6 T'u, 1H), 5,16 (s, 2H), 3,83 (s, 3H). Tr(MET-YB3XXX-AB-101) = 2,92 mu~,
(ES") (M+H)" 291/293.

Cragus 3, cmocob 38. 7-{5-[(5-Merokcunupuaun-2-ui)Merokcu]-1,3-6en3okcason-2-mn}-5,6,7,8-
Terparuapo-1,7-Had TUpHUIUH.

2-Xmop-5-[(5-meTokcunmupuanH-2-un)mMerokcu |-1,3-6en3okcazon (9 wr, 0,031 wmmoms), 5,6,7,8-
Terparuapo-1,7-nadtupunuaa quruapoxiopun (14 mr, 0,068 mmons) u 2-nponanon (0,4 MiT) HarpeBaau B MUK-
poBosHOBO#H Teun npu Temriepatype 150°C B Teuenne 20 MuH. YKa3aHHYIO cMeCh pa30aBisiiiy Bomoi (10 M) u
9KCTparupoBalv dTHianeTatoM (2 x 10 mur).

OObenMHEHHBIC OpTraHUYeCKHe dKCTPAKThI CYIIMIN Haa Cylb(aroM HaTpus, GUIBTPOBAIH U KOHIIEHTPH-
poBamu. [Tocie 09nCTKH ITpH MOMOIIN KOJIOHOYHOH (mmI-xpomartorpaduu (cummkarens, 20-100% >Tunanerat B
TenTaHe) MoJIydaiy 5,5 Mr yKa3aHHOTO B 3aroJIOBKe coeluHeHUs (Bbixon 46%) B BHJE HMOPOIIKA MOYTH OEI0T0
I[BETA.

Mpumep 1, cmoco6 38. 7-{5-[(5-Merokcunupuann-2-min)merokcu]-1,3-6ensokcazon-2-mi}-5,6,7,8-
Terparuapo-1,7-Had THpUIUH.

oy SAMP (500 MI'm, AMCO) 8,42 (d, J = 4,5 I'n, 1H), 8,28 (d, J = 2,8 'y, 1H), 7,64 (d, J = 7,6 'y, 1H),
7,47 (d,J=8,6 T'u, 1H), 7,41 (dd, J = 8,6, 2,9 I'y, 1H), 7,32 (d, J = 8,7 I'yy, 1H), 7,26 (dd, J = 7,6, 4,8 I'y, 1H),
6,99 (d, ] =2,4 'y, 1H), 6,67 (dd, J = 8,7, 2,5 I', 1H), 5,08 (s, 2H), 4,78 (s, 2H), 3,91 (t, ] = 5,9 I'y, 2H), 3,83
(s, 3H), 2,98 (t, ] = 5,8 T'y, 2H). Tr(MET-YB2XX-AB-101) = 2,28 mumn, (ES") (M+H)" 389.
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CHGIIYIOHII/IG MPpUMEPLI NOJTYyHaJIn COIJIaCHO CHOC06y 38, OIMMMCAaHHOMY BBIIIIC.

Ta0xuma 39
TTpum. CtpykTypa Moua. Hazpanue no Hannsie XKXX-MC
Macca IUPAC
7-{5-[(5-
METOKCHITHPHIUH
! Tr(MET-YB2XX-
s 7Y -2-MIT)MeTOKCH]-
/©[,>_.. — AB-101) = 2,28
1 e v 388,42 | 1,3-6ensokcazoi-
&0 munyT, (ESY) (M +
7 2-un}-5.6,7.8-
H)" 389
Terparuapo-1,7-
HadTHpHINH
2-(1H-uMuga3oi-
P o Ln)-5(5 Tr(MET-YB32XX-
= - . =y -Ua)-5- -
~ L AB-101) = 2,29
2 | ° 322,32 | METOKCUITMPUINH
N munyT, (ESY) (M +
| -2-MJ1)METOKCH] -
H)" 323
1,3-6en30Kcazon
2-{5H,6H,TH 8H-
nmugazol1,2-
/_(VJ | ot Tr(MET-VB2XX-
= 9 I a|nupasuH-/-uj-
9= " AB-101)=1.43
3 B ' 377,40 5-[(5-
L munyT, (EST) (M +
\ METOKCHITUPHU JUH
H)" 378
-2-WJT)METOKCH |-
1,3-6eH30Kca30m
2-(3-
dropazernaun-1- | Tr(MET-YBOXX-
purgu w)-5-[(5- AB-101)=2.5
4 N O/L::I:fk_<;>_ 32933 '
~ | A merokcurmpuand | munayT, (ES) (M +
-2-HIT)METOKCH]- H)" 330
1,3-6eH30KCa301T
-
(3H AH SH,GH,7
N H-umunazol[4,5- Tr(MET-YB2XX-
o Il g —
P W c|mupuaus-5- AB-101)=1,52
6 2 3/©:/% \ 377,40
- L) i} -5-[(5- munyT, (ESY) (M +
METOKCHITHPHAHH H)" 378
-2-HWIT)METOKCH |-
1,3-6eH30KCca3071
5-[(5-
METOKCHITHPHIUH
. Tr(MET-YBXX-
° ) -2-HJI)METOKCH |-
/@%“ AB-101) = 2,18
3 ‘ ST e i 377,40 2-
A munyT, (ES") (M +
[ {2H.AH,5H,6H.7
H)' 378
H-nupazono[4,3-
c|nupuaun-5-
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wuny-1.3-

OeH30KCa30T

2-{5H,6H,TH,8H-

umugazol1,5-
Tr(MET-YBOXX-

FN O, i a|nupazus-7-un} -
=4 > AB-101) = 1,45
9 NS A 377,40 5-[(5-
N munyT, (ESY) (M +
| METOKCUITUPUIUH

H)" 378
-2-HJ1)METOKCH |-

1,3-6eH30KCca301

5-[(5-
METOKCHITHPHINH

-2-un)merokcu]- | Tr(MET-YBOXKX-

ST 2-{SH.6H,TH- AB-101) = 2,47
10 N /©:~’>_C\E~J 374,39 !

~ [+ muppo:o| 3,4- munyT, (ESY) (M +
b|nupuaun-6- H)" 375
wi}-1,3-
GeH30KCca301

Cmoco6 39.
Cxema crocoba 39

/O\Q/C)} A Crams 2 \ﬂ/@jj/ “C(\

Cramus 1 Cra;u/m 3

/G(\O nkk Craaus 4 o‘/O*/\’/EI c‘/@/\

Cramus 1, cioco6 39. Metui 6-{[(TpeT-0yTOKCH)KkapOOHIII |aMUHO } TUPUANH-3-KapOOKCHIIAT.

PactBop meTnin 6-amuHOTIMpUAWH-3-KapOokcuinaTa (1 T, 6,57 MMOb), AU-TpeT-OyThn nukapoonata (1,72
T, 7,89 Mmoib) 1 N,N-mumermnaMmuHonupuauHa (56 mr, 0,46 Mmons) B TeTparuapodypane (60 M) mepeMentu-
BaJIM IIPH KOMHATHO TeMmepaType B TeueHne Houu. CMech KOHIICHTPUPOBAJIM B BaKyyMe C morydeHuem 1,79 r
YKa3aHHOTO B 3arojOBKE€ COCIUHEHWS (KOJMYECTBEHHBIM BBIXOJ) B BHAE TBEPIOTO BEIIECTBA CBETJIO-
xopruseBoro useta. Tr(METCR1278) = 1,99 mun (ES") (M+H)" 253.

Cranus 2, ciocod 39. 6-{[(TpeT-ByTokcu)kapOOHHI|aMUHO } TUPUANH-3-KapOOHOBas KHCIIOTA.

K mepememmBaemMomy pactBopy MeTHI 6-{[(TpeT-0yTOKCH)KapOOHWMII]aMUHO } MTUPUIUH-3-KapOOKcHIaTa
(1,66 1, 6,58 Mmmons) B aTanone (75 mu) u terparuapodypane (75 mir) gobasnsun 2 M pacTBOp THAPOKCHIA Ha-
tpus (23,0 mi, 46,1 MMoITb). PeakimoHHYyI0 cMech nepeMemnBain npu Temneparype 55°C B Tedenue Ho4H. 3a-
TEM CMeCh KOHIICHTPUPOBAIH C YAAJIEHHEM 3TaHoJa M TeTparuapodypaHa 1 MOJTy9IeHHBIH BOIHBIH pacTBOp HEH-
Tpanu3oBbIBaiy npu nomoun 1 N pactBopa comstHol kuciotsl (46,1 mi). [omydeHHsIi ocanok GuibTpoBanu u
BBICYIIMBAJIM B BaKyyMe C IOJTydeHHeM 729 MI' yKa3aHHOTO B 3aroJIOBKe coeauHeHus (Beixon 46%) B BHIE MO-
pomka moutu 6enoro mBeta. oy AMP (500 MI', IMCO) 13,04 (s, 1H), 10,25 (s, 1H), 8,75 (s, 1H), 8,40-8,06
(m, 1H), 7,91 (d, J = 7,0 T, 1H), 1,48 (s, 9H). Tr(METCR1278) = 1,57 mun (ES") (M+H)" 239.

Cramuss 3, cmocod 39. tper-bByrun N-[5-({2-ruppoxcu-5-[(5-MeTOKCUTTMPUIUH-2-MIT)METOKCH | be-
HUWIT } KapOaMOWIT) TUPHINH-2 -1 |[KapOamar.

PactBop 2-amunO0-4-[(5-MeTokcHIMpHANH-2-m1)MeToKcH | pernona (anctota 50%, 150 mr, 0,30 Mmoms, mo-
Jy4EHHOTO B COOTBETCTBUHU cO cmocobom 33), 6-{[(TpeT-OyToKcH)kapOOHMI|aMHUHO } TUPHUINH-3-KapOOHOBOM
kucnotsl (80 mr, 0,33 MMoub) U TuApOXIOpHAa dTHIKapooruumuaa (76 mr, 0,40 mmons) B nupuause (1 Mi) B
aTMoc(epe a3oTa NepeMeNINBaId IPH KOMHATHOH TeMIiepaType B TedeHue 16 4. YKa3aHHYIO0 CMeCh pa30aBiIsiin
Bozo# (10 mur) 1 skcTparupoBanu dtunaneratoM (2 x 10 mir). OO0beMHEHHBIE OpTaHUYECKHE YKCTPAKTHI CYIIIH-
JM Haj cyyib(haToM HaTpus, QUIBTPOBAIM M KOHIEHTPUPOBAIHN € mosrydeHrueM 190 Mr yka3aHHOTO B 3aroJIOBKE
coeMHEHUs] (KOJMMYECTBEHHBIH BBIXOJA) B BHJIE TBEPJOrO BEIIECTBA CBETJIO-KOPUYHEBOTO  I[BETA.
Tr(METCR1278) = 1,78 mun (ES") (M+H)" 467.

Cranmus 4, crioco6 39. N-(5-{5-[(5-MeTokcunupuanH-2-mi)MeTokcH]-1,3-0eH30kca30:1-2 -1t } TUpUINH-2 -
nn)aneraMua u 5-{5-[(5-MeTOKCUITPUIUH-2-1T)METOKCH |- 1,3-0eH30KCa30I1-2-1J1 } TUPUINH-2-aMHUH.

tpeT-bytnn  N-(5-({2-ruapoxcu-5-[(5-MeTOKCUTTHUPUTUH-2 -FIT)METOKCH | e HMIT } KapOaM oM ) TAPUTHH-2 -
mi|kap6amat (142 mr, 0,30 MMOJIB) U YKCYCHYIO KHCIIOTY (2 MJT) HarpeBajil B MUKPOBOJTHOBOH TIEUH TIPH TEMITS-
patype 200°C B Teuenue 40 MuH. YKa3aHHYIO CMECh KOHIICHTPHPOBAIH U OCTATOK Pa30aBIsUIA HACBHIIEHHBIM
BOJHBIM pacTBOpoM OmkapOonarta Hatpus (20 M) M SKCTparupoBaiy dTmwianeratoM (2 x 20 mi). O0benuHeH-
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HBIC OPTaHWYECKHEC DKCTPAKTBHI CYIIWIN HAA Cylb(haToM HATpUs, (QHIBTPOBAIN M KOHIEHTpUpoBamu. [locme
OYHCTKH TPH ITOMOIIM KOJIOHOYHOHU (mdin-xpomaTtorpaduu (cumkareins, 25-80% 3THianeTar B renTaHe) Mojy-
gamu 54 wmr N-(5-{5-[(5-MeTokcuMpuaHH-2-1T)METOKCH |- 1,3-0eH30KCa30II-2-1J1 } TUPUIUH-2-1IT)aleTaMUIa
(BeIXOZ 45%) B BHIE MOPOIIKA CBETIO-pO30BOTO mBeTa. dpakunu, copepxamue S-{5-[(5-MeToKCHITHpHUINH-2-
MIT)METOKCH |-1,3-0eH30KCa30I1-2-1J1 } TUPUIUH-2-aMUH, KOHIICHTPUPOBAIH W OYHWIIAIN IPH MTOMOIIH Tpernapa-
tiBHOM BOXX (ameronutpmin/Boma) ¢ momydeHuem 2,7 Mr 5-{5-[(5-mMeTokcunmpuanH-2-mi)MeToKkcH]-1,3-
OeH30KCa3011-2-1J1 } TUPUANH-2-aMHHA (BBIX01 3%) B BHIIE TTIOPOIIKA OYTH OEJIOTOo IIBETA.

IIpumep 1, cnoco6 39. N-(5-{5-[(5-MeTokcunmupuanH-2-uia)MeTOKCcH |- 1,3-0eH30KCca3011-2-11 } TUPUIUH-2 -
wijaneraMuz.

oy AMP (500 MI'n, IMCO) 10,92 (s, 1H), 9,06 (d, J = 2,3 I'i, 1H), 8,48 (dd, J = 8,8, 2,4 I';, 1H), 8,33-
8,27 (m, 2H), 7,69 (d, J = 8,9 I'y, 1H), 7,53 (d, J = 8,6 I'u, 1H), 7,47-7,41 (m, 2H), 7,10 (dd, J = 8,9, 2,5 I'y, 1H),
5,19 (s, 2H), 3,84 (s, 3H), 2,16 (s, 3H). Tr((MET-YB2XX-AB-101) = 2,66 mun, (ES") (M+H)" 391.

IMpumep 2, cmoco6 39. 5-{5-[(5-MeTokcunupuanH-2-mi)MeToKcH]-1,3-0eH30Kca30I1-2 -1} TUPUIMH-2-
aMUH.

oy AMP (500 MI'm, IMCO) 8,70 (d, J = 2,3 'y, 1H), 8,30 (d, J =2,9 I'y, 1H), 8,04 (dd, J = 8,8, 2,4 I'my,
1H), 7,59 (d, J = 8,8 I'y, 1H), 7,51 (d, J = 8,6 I'y, 1H), 7,43 (dd, J = 8,6, 3,0 'y, 1H), 7,33 (d, J = 2,5 I'y, 1H),
6,99 (dd, J = 8,8, 2,5 ', 1H), 6,81 (s, 2H), 6,58 (d, J = 8,8 I'n, 1H), 5,15 (s, 2H), 3,83 (s, 3H). Tr(MET-
YB2XKX-AB-101) = 1,76 mun, (ES") (M+H)" 349.

Crienyromye mpuMepsl MOJTydalii COTJIACHO crmoco0y 39, onmrcaHHOMY BHIIIIE.

Tab6muma 40
ITp. Crpykrypa Mo Hassanue no Hannsie XKX-MC
Mmacca IUPAC
N-(5-{5-[(5-
c}_ metoxcunupuaud | Tr(MET-YBOXX-
/@:)_@w 2-ummerokeu]- | AB-101) = 2,66
1 ‘ = o " = 390,39
At 1,3-Gensokcazon- | munyT, (ES") (M +
[ 2-WIT} IHPUIAH-2- H)* 391
WiIlaneramu
5-{5-[(5-
o y M METOKCHITH DY IHH Tr(MET-YB3XX-
N
V. Hry -
/E IN — -2-HI)MEeToKCH |- AB-101)=1,76
2 [ 348 36
av s 1,3-Genzokcazon- | munyT, (EST) (M +
|
2-WIT} IHPUIAH-2- H)" 349
aMHH
Croco6 40.

Cxema crioco6a 40
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o

Cragus 2
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Cragus 4

XOYN‘VE)/W\ ’ HO/CEN?_Q
|

Cramusa 3

Cragusa 5

‘ L0
s

Cranus 1, cioco6 40. Metun 4-({[(TpeT-OyTokcn)kapOoHMI|(METHIT)aMIHO } METHIT)OEH30aT.

K metnn 4-{[(Tper-OyTokcukapOonmit)amMuao [MeTrin } 6enzoary (200 mr, 0,75 MMOJb) ¥ THAPUAY HATPUS
(60% B munepamsHOM Macie, 32 mr, 0,79 mMmoibp) B atMocdepe a3zora gobasmsum N, N-aumetmndopmamuy (2
Mi). CMech mepeMeNnnBaliy Ipu KOMHATHOW TeMiieparype B TedeHue 10 muH. Jfo6aBnsum oameran (49 Mk,
0,79 MMOTB) ¥ MOJYYCHHYIO CMECh IepeMEeInBaIl pU KOMHATHOW TeMIleparype B TedeHue 1 4. YKa3zaHHYIO
cMech pazbaBisui Booit (20 M) M akcTparupoBaiu dtunaneratoM (2 x 20 mir). OpraHndeckue 3KCTPaKTHI Cy-

o

N
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NIWJIH HaJ Cyab(haToM HaTpus, GMIETPOBAIN M KOHICHTpHPOBaIH. [locie OYUCTKY MPH MOMOIIU KOJIOHOYHOU
¢mm-xpomaTorpaduu (cmmkarens, 0-40% sTunanerar B rentaHe) noiaydand 151 Mr ykazaHHOTO B 3ar0JIOBKE
coequHeHUs (BBIX0J 72%) B BHJEC Macia CBETIO-keaToro mnsera. oy SIMP (500 MI'u, IMCO) 7,95 (d, J = 8,1
I'm, 2H), 7,34 (d, J = 8,1 I'y, 2H), 4,44 (s, 2H), 3,84 (s, 3H), 2,79 (s, 3H), 1,39 (d, J = 43,9 I'u, 9H).
Tr(METCR1278) = 2,03 mun, (ES") (M-t-Bu+H)" 224, (M-t-Bu+aneronurpun)’ 265.

Cramus 2, cioco6 40. Tper-byTit N-{[4-(ruapokcumern)hernn |MeTnn } -N-MeThiikapbamar.

2,4 M pactBop amoMoTuapuaa JuTus B TeTparuapodypane (0,23 mim, 0,56 MMoib) mo0aBIsUH K TIepeMe-
muBaeMoMy pactBopy MeTmin 4-({[(Tper-OyTokcm)kapOoHui](MeTmi)aMyHo } MeTr)0en3oara (148 wmr, 0,53
MMOJIb) B O6e3BoIHOM TeTparuapodypane (7 mur) B atmocepe azora. CMech IepeMeuBalId IPU TEMIIEpaType
0°C B Teuenne 30 MuH. YKa3aHHYIO CMECh TaCHIIM OCTOPOXKHBIM JT00aBieHneM Bozbl (1 MiT), a 3aTeM HACHIIIEH-
Horo pactBopa xjopuzaa ammonus (0,5 mu). Cmeck nepemermBany npu temneparype 0°C B TedyeHHe 5 MHH.
VYkazaHHy0 cMech pazbaBisuii Bofon (20 mir) U skcTparupoBainy stuiamneratoM (2 x 20 mi). O0bennHEHHBIS
OpPTaHUYECKHE IKCTPAKTHI CYIIMIN HaJ CYIb(aToM HATPHUs, PHIBTPOBAIN W KOHICHTPHPOBAIH C MOTYyYCHHEM
124 Mr yka3aHHOTO B 3aroJIOBKe coeauHeHus (BeIxon 93%) B BHIE Maciia CBETIIO-XKeNToro mgeta. oy AMP (500
MTI'n, IMCO) 7,29 (d, J = 7,7 I'y, 2H), 7,16 (d, J = 7,8 I'n, 2H), 5,14 (t, ] = 5,7 I'n, 1H), 4,47 (d, ] = 5,6 I'Ly,
2H), 4,34 (s, 2H), 2,73 (s, 3H), 1,41 (d, J = 12,9 T, 9H). Tr(METCR1278) = 1,71 mun, (ES") (M+Na)" 273, (M-
t-Bu+H)" 196.

Crammss 3, cmoco6 40. tper-bByrmn  N-({4-[(Merancynb(poHHTOKCH)METHI|PeHw } MeTHIT)-N-
MeTHIKapOamar.

K mepememmBaemMomy pactBopy Tper-OyThi N-([4-(ruapokcumetin)denni|mernn }-N-MmeTniakapbamara
(120 wmr, 0,48 MMoup) B auxiopMmeTaHe (4 mi1) B atMocdepe a30Ta IpH OXJIAXKICHUN JIHJIOM JTO0ABIISIIN TPUITH-
mamuH (0,073 mun, 0,52 mmonb) ¢ mocieayronmM gobaBieHueM MeTaHcyiabhormximopuna (0,039 mu, 0,50
MMOJIb). PeaknuoHHyIo cMech HarpeBaid OO0 KOMHATHOW TeMIIepaTyphl M IEPEeMEIINBAIN B TeUeHHE 2 4. YKa-
3aHHYIO0 CMeCh 00pabaTbiBaiy MeTaHCyIbGormTxIopuaoM (0,013 M, 0,17 MMOITB) U TIEpeMEITMBATIN TIPH KOM-
HaTHOHM TemriepaType B TeueHue 1 4. CMech pacnpeaernsuii Mexny auxiaopmeradoMm (20 mi) u Bogo# (20 mu).
OpraHudecKre YKCTPAKTHI CYIIMIN HAJ Cyab(paToM HATpus, QUIBTPOBAIN U KOHICHTPUPOBAIHU C MOJTYyICHUEM
157 Mr yka3aHHOTO B 3aroJIOBKE HEOUHIIICHHOTO COCTUHEHUS (BBIXOA 57%) B BHJE Macia JKEJITOro IBeTa, KOTO-
poe HermocpeICTBEHHO TIPUMEHSUTH Ha chefyromei craaun. Tr(METCR1278) = 1,93 mun, (ES") (M+Na)' 352,
57%.

Cramuss 4, cnocod  40.  tper-Byrnn-N-mernn-N-({[4-({[2-(muprann-3-nn)-1,3-6eH30KCca301-5-
WI|OKCH } MeTH ) PeHMI |[METHIT } )kKapOamar.

K Tper-0ytun N-({4-[(MmeTrancynbdoHnnokcH)MeTwI | e } meTmn)-N-metwikapbamary (92 wr, 0,43
MMOJIb) U 2-(upuauH-3-mi)-1,3-6en3okcazon-5-omy (157 mr, 0,48 MMOb, TOTy4EHHOMY B COOTBETCTBHUHU CO
cnocobom 14) B N,N-mumernindopmamuze (3 mir) B atmochepe azora nodasisin ruapun Hatpus (60% B muHe-
panbHOM Mache, 19 mr, 0,48 MMob). PeakiimoHHyI0 cMech TiepeMeNuBaIi TP KOMHATHON TeMIlepaType B Te-
YeHHe HOYHM. YKa3aHHYI0 CMeCh Tacuiu Boo# (1 mur), 3areM paszbasisuid Boaoi (30 MiT) M dKCTparupoBalid dTH-
narietatoM (2 x 30 mi). OObeTMHEHHBIE OPTAHUYECKUE SKCTPAKTHI CYIIHMIN HAJl CYJIb(GaTOM HATpUs, GUIBTPO-
BaJIM M KOHIICHTPUPOBaIH. [lociie OUUCTKU MPH MOMOIIM KOJIOHOYHOH (hi3m-xpomarorpaduu (crmukarens, 20-
100% s3TunamneraT B renTtaHe) MOay4ainu 42 Mr yKa3aHHOTO B 3aTOJIOBKE COeIAMHEHU (BBIXoHa 22%) B BUE TBEP-
JIOTO BeliecTBa mouty oenoro msera. oy AMP (500 MI'n, JIMCO) 9,33 (d, J =2,1 T'u, 1H), 8,80 (dd, J =4,8, 1,5
I'y, 1H), 8,51 (d, J =8,0 I'u, 1H), 7,73 (d, J = 8,9 I', 1H), 7,65 (dd, J = 8,0, 4,8 ', 1H), 7,51-7,44 (m, 3H), 7,25
(d,J=7,8Tu, 2H), 7,13 (dd, J = 8,9, 2,5 I'u, 1H), 5,18 (s, 2H), 4,38 (s, 2H), 2,76 (s, 3H), 1,40 (d, J = 23,8 'Ly,
9H). T((METCR1278) = 2,47 mun, (ES") (M+H)" 446 (M+Na)" 468 (M-tBu+H)" 390, 88%.

Cramus 5, cmoco6 40. Mermn({[4-({[2-(mupuaun-3-un)-1,3-0eH30KCA3011-5-WIT|OKCH } METHIT)(e-
HUJI|METHII } JaMHH.

K pactBopy T1peT-OyTHn-N-metun-N-{[4-({[2-(mupunnH-3-mn)-1,3-6eH30Kca307-5-1I1|OKCH } MeTHIT)(e-
HuI|MeTnn } kapbamara (40 mr, 0,09 Mmmonb) B muxiopMerane (2 M) nobasisu 4 M xJIopucThiit Bogopoa B 1,4-
IUoKcaHe (3 MII) U cMecCh BBIIEPKUBANIM ITPH KOMHATHON TeMIepaType B TedeHue | 4. YKa3aHHYI0 cMeCh KOH-
[EHTPHPOBAIH B BaKyyMe M OUHIIAIN IpH oMoy npenapatusHoit BOXX (aneronurpun/Bona + 0,2% ruapo-
KCHJ aMMOHHSA) C TOJy4eHHeM 19,5 MT yka3aHHOTO B 3arojioBKe coenuHeHus (BeIXon 63%) B BHIE TBEpIOTrO
BEILlECTBA ITOYTH OENIOro IBETA.

Mpumep 1, cmoco6 40. Merun({[4-({[2-(mupuann-3-um)-1,3-6eH30KCa3071-5-MI1]OKCH } METHIT) (he-
HUJT|METHIT } JaMUH.

oy AMP (500 MI'u, AMCO) 9,31 (s, 1H), 8,79 (d, J = 3,6 T'm, 1H), 8,50 (t, J =7,5 T, 1H), 7,72 (t, ] =7,8
I'y, 1H), 7,64 (dd, J = 7,8, 5,0 I'n, 1H), 7,49-7,45 (m, 1H), 7,42 (d, J = 7,9 I'u, 2H), 7,33 (d, J = 7,8 T', 2H),
7,15-7,08 (m, 1H), 5,16 (d, J = 4,2 I', 2H), 3,63 (s, 2H), 3,23 (br, s, 1H), 2,25 (s, 3H). Tr(MET-YB2XXX-AB-
101) = 1,76 mun, (ES") (M+H)" 346.
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Crnenyromuii mpuMep Mory4ay corjaacHo crmoco0y 40, OMMCaHHOMY BEIIIIE.

Tabnuma 41
ITpum. Crpykrtypa Mou. Haspanue no Hanssle XXKX-MC
Mmacca IUPAC
mermn({|4-({[2-
/@[" VA ! Tr(MET-YBYXX-
o N/; =N (MPHHHH'3'HH)'
AB-101)=1,76

345,39 | 1,3-Genzokcazon-5-
| munyT, (ES") (M +
wi|okcu yMeTun)de
o H)" 346
HIJT|METHI } JaMHH

Cnoco6 41.
Cxema criocoba 41
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Cramus 1, cioco6 41. 4-{5-[(1-{2-[(TpeT-byTmnmumeTricunm)okcu |3tuin } - | H-mupazon-4-min)MeTokcu ] -
1-6eH30¢ypaH-2-W1 } TUPUANH-3-KapOOHUTPHITL.

K cycnensun 4-[5-(1H-mmupazon-4-mimerokcn)-1-06en3odypan-2-nun | mupuana-3-kapoonutpuna (72 Mr,
0,28 MMOJIB, OTYYEHHOTO B COOTBETCTBHH CO CITocoOoM 36), (2-6pomaTokcen)(TpeT-OyTrn)anmeTtmincunana (100
Mmr, 0,42 mmonb) u Hoauna xanwst (10 mr, 0,06 mmons) B N,N-guMmerundopmamuze (5 Mi1) 100aBISLITA THIPHT
Hatpus (60% B MuHepanbHOM Macie, 15 mr, 0,38 MMOIB) U yKa3aHHYIO CMECh N€PEMEIINBaNY P KOMHATHOU
TeMIiepaType B TeueHre 2 4. YKa3zaHHYI0 cMech 100aBisui B Boxy (50 MII) M HachIIIEHHBIH COJIEBOH pacTBOp
(50 mu), 3areM aKcTparupoBay dtunanetaroM (3 x 50 mi). OObeAMHEHHbBIE YKCTPAKTHI IPOMBIBAIIA HACKHIIIICH-
HBIM COJIEBBIM pacTBOpoM (50 mur), cymmnm Hajx cynbharoM Maraus, GUIbTPOBaIN U KOHIEHTpUpoBanu. [Tocie
OYHCTKH IIPU TIOMOIIM KOJIOHOYHOH (hmiu-xpomatorpaduu (cummkareis, 0-50% sTunanerar B remnrase) moiy-
yanu 79 Mr yKa3aHHOTO B 3arojioBKe coenuHeHus (Beixon 73%) B Buae OecuBeTHOro Macna. oy AMP (500 MIn,
xnopogopm) 8,93 (s, 1H), 8,83 (d, J =5,1 I'u, 1H), 7,97 (d, J = 5,4 I', 1H), 7,92 (s, 1H), 7,60 (s, 1H), 7,57 (s,
1H), 7,47 (4,1 =9,0 I'y, 1H), 7,19 (d, J = 2,5 'y, 1H), 7,08 (dd, J = 9,0, 2,6 'y, 1H), 5,01 (s, 2H), 4,23 (t,J = 5,2
I'n, 2H), 3,94 (t, ] = 5,2 T', 2H), 0,84 (s, 9H), -0,06 (s, 6H). T(MMETCR1278) = 2,52 mun, (ES") (M+H)" 475.

Cramuss 2, cmoco6 41. 4-(5-{[1-(2-TmnpoxcuaTun)-1H-mmmpazon-4-un|merokcu } -1-6en30pypan-2-
W) TIAPUIAH-3-KapOOHUTPHLIL.

K pactBopy  4-{5-[(1-{2-okcu[(TpeT-OyTHIAMMETHICHIAIN )OKCH |3THI } - | H-upazon-4-um)metokcn]-1-
o6enzodypan-2-wr} mupuanH-3-kapoorurpuna (79 mr, 0,17 mmons) B cyxoMm terparuapodypane (10 mu) mpu
temmieparype 0°C mobasnsmm 1 M pactBop ¢dTopuaa tetpabyruinamMMonus B TeTparuapodypane (200 mkm, 0,2
MMoIb). JleasHyto 6aHIO yAauIsiI, ¥ yKa3aHHYIO CMECh NIepEeMEIINBAIIM B TeUEHHE 3 4 IPU KOMHATHO TemIiepa-
Type mepen pacupeaeiicHrneM Mexay dtmianeraroM (200 min) u Bogoi (50 mim). OpraHu4ecKue CIOHM MPOMBIBATH
HaCBIIIEHHBIM COJIEBBIM pacTBopoM (50 mur), cymmimm Haj cynb(haToM Maruus, GUIBTPOBAIN M KOHIIEHTPHPOBA-
mu. ITociie OYMCTKY NPH ITOMOIIY KOJOHOUHOH (udi-xpomaTtorpaduu (crmmkarens, 0-10% MeTtaHon B AUXiIop-
MeTaHe) MoJydann 59 Mr yka3aHHOTO B 3aroJIoBKe coenuHeHus (Bbixo 98%) B BUIe OeCIBETHOTO KpHCTaLIU-
YECKOro TBEPAOTO BELIECTBA.

Ipumep 1, cmoco6 41. 4-(5-{[1-(2-'mmpokcudTin)-1H-mupazon-4-un|merokcu } - 1-6eH30dpypan-2-
W) TAPUIAH-3-KapOOHUTPHLIL.

Sy AMP (500 MI'u, AMCO) 9,12 (s, 1H), 8,92 (d, J = 5,4 T'u, 1H), 8,07 (d, J = 5,4 I'u, 1H), 7,95 (s, 1H),
7,84 (s, 1H), 7,62 (d, J =9,0 I'y, 1H), 7,55 (s, 1H), 7,47 (d, J = 2,6 I', 1H), 7,11 (dd, J = 9,0, 2,6 T'n, 1H), 5,00
(s, 2H), 4,89 (t, J = 5,2 T, 1H), 4,13 (t, J = 5,7 I'u, 2H), 3,80-3,63 (m, 2H). Tr(MET-YB2XX-AB-101) = 2,58
mun, (ES") (M+H)" 361.
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CJ'IG,HyIOIIII/Ie MPpUMEPLI NOJTYyHaJIn COIJIaCHO CHOCO6y 41, OIMMMCAaHHOMY BBIIIIC.

Tabiuma 42
ITpum. Crpykrypa Mon Hassanue no Hanrsie XKX-MC
TUPAC
macc
a
4-(5-{1-(2-
TUAPOKCUITH)-
"\ Tr(MET-YB3XX-
N 1H-nmpazon-4-
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i o == 37 MunyT, (E M +
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/Nj/\ dyp H)' 361
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Cramuss 1, cmocod 42. Jdumerwmn({2-[4-({[2-(mupunuH-3-mn)-1,3-6eH30KCa307-5-1I1|OKCH } METHIT)(e-
HOKCH |9THJI } JaMHH.

{2-[4-(X7opmeTriT)EHOKCH |9THIT } AMMETHIaMIHA Tuapoxiaopua (95 mr, 0,38 MMOJIb, ONMCAHHEIN B MMy0-
mukanuu Bioorg. Med. Chem. Lett. 15 (2005) 2891-2893) u 2-(mupunun-3-mn)-1,3-6eH30kcazon-5-om (98 wmr,
0,38 M™MMoOmb, TIONyYEeHHBIH B COOTBETCTBMU CO cmocoboM 14) pactBopsitu B Oe3BogHoM  N,N-
muMetriopmamuze (5 M) B atmocdepe azora. Jlobasmsiiu ruapun Hatpust (60% B MUHEpansHOM Macie, 46
Mr, 1,14 MMOJIB) ¥ YKa3aHHYIO PEaKIIMOHHYIO CMECh IIepeMEeINBaIl NP KOMHATHOM TemnepaType B TeueHue 20
4. JloGaBmsimn MetaHoun (mpumepHo 30 MI) M yKa3aHHYIO PEakIHOHHYIO CMECh IEpPEMEIINBAIN P KOMHATHON
TeMmIreparype B TedeHue 16 4. 3aTeM yka3aHHYIO PEaKLIHOHHYIO cMech racunu Bojoi (5 mia) u 2 M pactBopoM
TUAPOXJIOpUAA HATpus (5 MIT), a 3aTeM dKCTparupoBaiu dTunaneratoM (3 x 10 mur). O0bennHEHHBIC OpTaHude-
CKHE DKCTPAKTHI IPOMBIBAJIH HACHIIICHHBIM COJIEBBIM pacTBopoM (10 mir), cymmnu, puibTpoBaiu U KOHIEHTPHU-
poBaimmu. [locne ounctkn npu nmomoiny npenaparuBHoi BOXX (anetonurpmi/Bona + 0,2% ruapokcun aMMo-
HUS) TIOTy9aiu 9,2 MT yKa3aHHOTO B 3aT0JIOBKE COeANHEHMS (BBIX0 6%) B BHIE MOPOIIKa OeIoro nsera.

IIpumep 1 cmocod 42. Jdumerwmn({2-[4-({[2-(mupunnH-3-mn)-1,3-6eH30KCa307-5-1IT|OKCH } METHIT)(e-
HOKCH |9THII } JaMHH.

Sy SAMP (500 MI'u, AMCO) 9,33 (d, J = 2,0 ', 1H), 8,80 (dd, J = 4,8, 1,6 T'u, 1H), 8,51 (dt, J = 8,0, 1,9
I'y, 1H), 7,72 (d, J = 8,9 I'y, 1H), 7,65 (dd, J = 8,0, 4,8 T', 1H), 7,47 (d, J =2,5 'y, 1H), 7,41 (d, J = 8,6 I'Ly,
2H), 7,10 (dd, J = 8.9, 2,5 ', 1H), 6,96 (d, J = 8,6 'y, 2H), 5,10 (s, 2H), 4,04 (t, ] = 5,8 I'y, 2H), 2,61 (t, J = 5,8
', 2H), 2,20 (s, 6H). Tr(MET-YB2XKX-AB-101) = 1,91 mun, (ES™) (M+H)" 390.
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Crnenyromuii mpuMep MoIy4aiy COrJacHO crmoco0y 42, OIMMMCAHHOMY BEIIIIE.
Tabnuma 43
IMpm. Crpykrypa Moa. | Haseanue no Hannsie XKX-MC

Mmacca IUPAC
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1 | ¢ N = GeH30KCca301-
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Cramus 1, cioco6 43. MeTui 5-(2-MeTOKCHUITOKCH ) TUPHIAH-2 -MIT-KapOOKCHIIAT.

K runpuny matpus (60% B mMuHepamsHOM Macie, 131 mr, 3,26 MMOJIB) M METHII S-THAPOKCUITHPHINH-2-
kapOokcuiary (500 mr, 3,27 MMoib) B atMocdepe azota pobasisuin 6e3Boaubiid N,N-mumeruindopmamun (5 mir)
M CMECh NepeMeNBaIl IPU KOMHATHOW TeMmeparype B TedeHue 15 MuH. MemneHHO no6aBisiu pactBop 1-
O6pom-2-meTtokcuaTaHa (477 wmr, 3,43 mMons) B N,N-numermnpopmamune (5 mir). CMech nepeMeIInBain MpH
KOMHATHOU TeMIlepaType B T€4eHUE HOUM U 3aTe€M HarpeBanu npu temmnepartype 65°C B Tedenue 3,5 4. Yka3aH-
HYI0 cMech pa3baBisuti Bogoi (50 mur) u akcTparupoBaiu dtmianeratoM (2 x 50 mr). O0bennHEHHBIE OPTaHU-
YeCcKHe HKCTPAKTHI CYIIMIN Haj Cylb(paToM HaTpus, GUITPOBAIN U KOHIECHTPUPOBAIN C MONydeHHEM 688 mr
YKa3aHHOTO B 3ar0JIOBKE COeTMHEHUs (KOJTMYECTBEHHBIM BHIXO/) B BHIIE Maciia CBETIIO-KENTOro 1BeTa. oy SIMP
(500 MI'u, AMCO) 8,39 (d, J = 2,9 I'n, 1H), 8,03 (d, J = 8,7 ', 1H), 7,53 (dd, J = 8,7, 2,9 I';, 1H), 4,31-4,23
(m, 2H), 3,84 (s, 3H), 3,72-3,66 (m, 2H), 3,31 (s, 3H). Tr(METCR1278) = 1,25 mun (ES") (M+H)" 212.

Cramus 2, crioco6 43. [5-(2-MeTOKCHAITOKCH ) TUPUIMH-2-FJT [METaHO.

Amomorunpun autus (2,4 M B tetporunpodypane, 0,93 M, 2,22 MMOJIb) T00ABISIH K TIEpEMEITHBACMO-
MY PacTBOPY METHII 5-(2-METOKCHITOKCH)TUpUAnH-2-kapOokcmnara (148 mr, 0,53 MMomb) B 6€3BOTHOM TETpa-
ruapodypane (35 mim) B atMocdepe azora. Cmech nepememuBaiy npu Temrmeparype 0°C B teuenue 30 MuH.
3areM yka3aHHYIO CMECh TaCHIIU ITyTeM OCTOPOKHOTO M00aBIEHUS BOABI (2 MIT) C MOCIEIYIOMIAM T00aBICHUEM
HaCBIIEHHOTO pacTBopa xjopuna ammonns (1 mim). CMmech mepememuBany npu temmepatype 0°C B TeueHue 5
MUH, 3aTeM o0pabatbBaim Bomoi (100 mir) u skcrparuposamy stunamneraroM (2 x 100 mr). O0bemuHEHHBIE Op-
TaHUYECKHE IKCTPAKTHI CYLIMIIN HaJ Cyiab(aToM HaTpusl, GHIbTPOBAIM U KOHLUEHTPUPOBAIH C MOJTydeHHEM 243
MT YKa3aHHOTO B 3arOJIOBKE coeanHeHnA (BeIxoa 63%) B Buae mpo3payHoro macia. oy AMP (500 MI'r, IMCO)
8,18 (d, J =2,7I'y, 1H), 7,41-7,34 (m, 2H), 5,28 (t, J = 5,7 'y, 1H), 4,48 (d, J = 5,1 T'y, 2H), 4,15 (dd, J = 5,3,
3,7 T'u, 2H), 3,69-3,61 (m, 2H), 3,30 (s, 3H). T((METCR1278) = ¢ponT pacteopurens, (ES") (M+H)" 184.

Cranus 3, cioco0 43. [5-(2-MeToKCHITOKCH ) TUPHUINH-2 -1 |METHIMETaHCYJIb(hOHAT.

K mepememmBaemMoMy pacTBopy [5-(2-METOKCHATOKCH)NUpHIUH-2-1iI|MeTaHona (88 mr, 0,48 mmoins) B
muxyopmerane (3 i) B armocgepe asora npu temreparype 0°C mobasmsim tpudtmnamus (0,07 mi, 0,53
MMOJIB), 3aTeM MeTaHcyibhonmmxaopun (0,04 mi, 0,5 MMOJIB) M CMeCh TIEPEMEIINBAIIM TPH KOMHATHOH TeMIIe-
paTtype B TeueHue 2 4. 3aTeM CMeCh pactpenessuia Mexay auxyiopmeranoM (10 mur) u Bomoit (10 mi). Opranu-
YeCKHe IKCTPAKTHI CYNIWIIA Haja CcysIb(aroM HATpus, PUILTPOBAIN M KOHIEHTPHPOBAIN € TOIydeHHeM 119 mr
YKa3aHHOTO B 3aroJIOBKE coennHeHHs (BbIXox 95%) B BHIE Maciia KOPHYHEBOTO [IBETa, KOTOPOE HCIOIH30BATIH
Ha CJIeAYIOIIeH cTanuu.

Cramuss 4, cmocod 43. 5-{[5-(2-MeTOKCU3TOKCH ) TUPUIUH-2 - |METOKCH } -2 -(TTrpuarH-3-11)-1,3-
OeH30Kcazol.

K runpuny narpus (60% B MuHepansHoM Maciie, 21 mr, 0,53 MMmoip) B atMocdepe azora gobaBisiim pac-
TBOp 2-(nupuanu-3-mn)-1,3-6en3okcazon-5-oma (102 mr, 0,48 MMOJIb, TOTYYEHHOTO B COOTBETCTBUH CO CIOCO-
6om 14) B N,N-mumerundopmamuze (2 Mi1) 1 cMech epeMeIIuBalIi IPU KOMHATHOH Temriepatype B TeueHue 30
muH. [locne aToro no6aBisi pacTBOp [5-(2-METOKCHATOKCH)TMPUANH-2-WI|MeTHIMeTaHcyb(onarta (125 wr,
0,48 mmoub) B N-numernindopmamuzae (1 Mir) 1 cMech OCTaBISUTH ITPH NIepeMEIINBaHUN P KOMHATHOH TemIte-
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parype B Teuenue Houn. Jlobamsm ruapun Hatpus (60% B MuHepaiapHOM Macie, 21 mr, 0,53 MMoIb) U Hoxun
kamus (8 mr, 0,05 MMONB) M yKa3aHHYIO CMECh IepeMEIINBaIN PU KOMHATHOW TeMIleparype B TedeHHe 2 4.
3areM yKa3aHHYIO CMeCh I'acHIIM BOJOH (8 MiI), SKCTparupoBaiy TWIALeTaToM (2x5 Mir), 00beJMHEHHBIE Opra-
HUYECKHE SKCTPAKTHI IIPOMBIBAIIN BOIOH (4x5 MiI), CyIMIMIN HaJ Cyab(paToM HaTpus, GuibTpoBaay U BBIIAPHUBA-
m. ITociie OYMCTKY NPH IOMOIIY KOJOHOUHOH (udi-xpomaTtorpaduu (crmmkarens, 0-10% MeTtaHon B AUXiIop-
METaHe) U NMEPEKPHUCTATUIN3ANHA U3 CMECH TPET-0yTra MeTriioBoro ddupa (9 M) mosryganu 31 Mr yka3aHHOTO B
3aroJioBke coennHeHus (Beixon 17%) B Buae moporka 6e10ro nBera.

IIpumep 1, cmoco6 43. 5-{[5-(2-MeTOKCHU3ITOKCH)TUPUIUH-2 - |METOKCH } -2 -(TTpuarH-3-1)-1,3-
6eH30KCa3011.

Sy AMP (500 MI'u, AMCO) 9,33 (d, J = 2,1 I', 1H), 8,80 (dd, J = 4,8, 1,6 T'u, 1H), 8,51 (dt, J = 8,0, 1,9
I'y, 1H), 8,31 (d, J =2,9 T'y, 1H), 7,74 (d, J = 8,9 ', 1H), 7,65 (dd, J = 8,0, 4,8 T'u, 1H), 7,55-7,42 (m, 3H), 7,14
(dd, 7 =38.,9, 2,5 I', 1H), 5,19 (s, 2H), 4,23-4,15 (m, 2H), 3,70-3,63 (m, 2H), 3,31 (s, 3H). Tr(MET-YB32XX-
AB-101) = 2,61 mun, (ES") (M+H)" 378.

Crnenyromuii mpuMep MoJIy4ay COrJacHO crocoOy 43, OIMMMCaHHOMY BEIIIIC.

Tabmmua 44
TIpum. Crpyxrypa Mon Haszsanue no Hannsle XX-MC
IUPAC
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= ¢ N =N
/u\/\D/QL/\ 39 | wun]merokcu}-2- | munyr, (ESY) (M + H)*
(rmpuauH-3-1)- 378

1,3-0en3okcason

Crroco06 44.
Cxema crocoba 44

N N
\ W\
o] O
p 7 N\ p 7/ N\
o BRI G ( N
HDI \N’ \N/

Cramusa 1 H

7 \—

Craaus 2 /N e =

Cranus 1, cnoco6 44. 4-(5-{[1-(2-Okcoatun)-1H-nupa3zon-4-un|merokcu } -1 -6eH30(ypan-2-1i | IUpUIUH-
3-kapOOHHUTPUIL.

K pactBopy 4-(5-{[1-(2-rugpoxcustin)- 1 H-nupaszon-4-mi|meTokcu } -1-0eH30(pypaH-2 -1 THpUIAH-3 -
kapOoonuTpmia (48 mr, 0,13 MMOJIb, IOIYYEHHOTO B COOTBETCTBUH coO criocobom 41) B nuxiopmerane (10 mur)
nobasnsmm 1,1,1-tpuanerokcu-1,1-guruapo-1,2-6ensitonokcon-3(1H)-on (57 wmr, 0,13 MMOJIb) M yKa3aHHYIO
CMeCh TIepeMelMBAId B TeueHHWe 4 9 Tpu KOMHATHOW Temmeparype. JoGasmsum 1,1,1-tpuanerokcu-1,1-
muruapo-1,2-6ensitogokcon-3(1H)-on (57 mr, 0,13 MMoIIb) 1 TIepeMenuBaHue MpoaoJpKamy B Tedenue 12 4. K
cmecu nmobasnsiu 1,1,1-tpraneroxcu-1,1-quruapo-1,2-6ensitogokcon-3(1H)-on (57 mr, 0,13 MMois) 1 nepe-
MEIIMBAaHKE MPOIOJDKAIH B TeUeHHE 2 4. YKa3aHHYI0 cMech pa30aBisum sTmianeraToM (200 mir), 3aTeM IpOMBI-
BaJI HACHIIIEHHBIM BOJIHBIM pacTBOpoM OmkapOoHata HaTpus, 10% BOAHBIM pacTBOPOM THOCYIb(haTa HATPUSA
(50 M, 1:1) m HachIEeHHBIM coJieBBIM pacTBOpoM (50 mir). Opranudeckyro ¢asy CyIIMIH HaJ Cyab(paToM Mar-
HUS, GUIBTPOBAIIM M KOHLEHTpUpoBaiy. [lociie 0UncTky npy MOMOIIM KOJIOHOYHOH (uduI-xpomarorpadpu (cu-
mukarenb, 0-10% MeTaHon B IUXJIOpMeTaHe) Modydasun 43 Mr yKa3aHHOTO B 3aroJIOBKE COEIMHEHUS! (BBIXOJ
90%) B Bue 6ecupeTHOl cMombl. Tr(METCR1278) = 1,62 mun, (ES") (M+H)" 377.

Cragus 2, crioco6 44. 4-[5-({1-[2-(dAumeTmnamuno )3t |- 1 H-nmupazon-4-wmi } MeTokcn)- 1 -6er3odypan-2-
W IUpUANH-3-KapOOHUTPHIL.

K pacTBopy 4-(5-{[1-(2-okxcoaTmn)- 1 H-mupazon-4-mi|MeTokcu } - 1 -6eH30pypaH-2 -1 TUPUIAH-3 -
kapoonutpmia (40 mr, 0,11 mmons), 2 M mumerunamuny B Metanode (0,170 mu, 0,34 MMOITb) U YKCYCHOM KH-
ciote (50 mxi, 0,87 MMoIB) B IUXJIOpMeTaHe M00aBIsuIN TpraneTokcudbopruapun Hatpus (80 mr, 0,38 MMoIb)
M YKa3aHHYIO CMeCh IIepeMEIINBaIN IPU KOMHATHOH TemnepaType B Teuerne 18 1. CMmech pacipenemnsiim MexXITy
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stmnaneraToM (150 MiT) M HaCHIIEHHBIM BOJHBIM pacTBOpoM OnkapOoHarta Hatpus (50 mi). ITocne pazaenenus
OpPTaHHUYECKHE CIIOU MPOMBIBAIN HACBIIICHHBIM COJICBBIM pacTBOPOM (50 MII), CYIIIIN HaJa CYIb()aTOM MAarHHS,
$unpTpoBaNH U KOHIIEHTpHUpOoBaNH. [locne ounucTky npu oMoy npenaparuBHoil BOYXKX (ameronutpmin/Boaa +
0,2% THAPOKCHI aMMOHUS) TOJXy4anH 15,8 MI yka3aHHOTO B 3arOJIOBKE COSAMHEHU (BBIX0OX 37%) B BHIE CMO-
JIFCTOTO BEMIECTBA JKEJITOTO I[BETA.

IIpumep 1, croco6 44. 4-[5-({1-[2-(IumeTmnamuno)stnin]- 1 H-mupazon-4-un} meTokcn)- 1-6en3odypan-2-
W | TAPUINH-3-KapOOHUTPHLIL.

Sy SAAMP (500 MI'u, AMCO) 9.12 (s, 1H), 8.92 (d, J = 5.4 T'u, 1H), 8.07 (d, J = 5.4 I', 1H), 7.95 (s, 1H),
7.87 (s, 1H), 7.62 (d, J =9.0 I'y, 1H), 7.53 (s, 1H), 7.46 (d,J =2.6 ', 1H), 7.11 (dd, J = 9.0, 2.6 T'm, 1H), 5.00
(s, 2H), 4.17 (t, J = 6.5 T'm, 2H), 2.62 (t, J = 6.5 'y, 2H), 2.15 (s, 6H). Tr(MET-YB3XX-AB-101) = 1,85 mumH,
(ES") (M+H)" 388.

Crnenyromuii mpuMep MoIy4ay COrJacHo crmoco0y 44, OIMMMCAaHHOMY BEIIIIE.

Tabmmma 45
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Cranus 1, cioco0 45. 6—(MeTHnaMI/IHO)HHpI/mHH-3-Kap60HOBaH KHCJIOTA.

K pactBopy 6-(MeTmnamuHO)mpuanH-3-kapoonurpuia (1,0 v, 7,51 Mmons) B atanone (20 mi) u Terpa-
rugpodypane (20 mi) nobasnsum rugpokena Hatpus (2,4 T, 60,0 MMONB) M yKa3aHHYIO CMECh IIEpEeMEIINBAIIN
IpY HarpeBaHUM ¢ 00OpaTHBIM XOJIOIWILHUKOM B TeueHue 16 4. [Tociie oxnaxaeHns TBepaoe BEIIeCTBO codupa-
JIM, IPOMBIBANIX dTHanieraToM (50 MiT) U cymmin B BakyyMme. TBepaoe BemecTBO pacTBOpsiin B Boze (30 M) u
3areM noJkucisum mpu momorn 1 N pactBopa consHoM kucioTel 10 pH 3. Tlocne pasbasnenus Terparunpody-
pasom (300 mu1) ¥ IPOMBIBAaHHUS HACHIIICHHBIM COJIEBBIM pacTBopoM (50 MiT) yKa3aHHBIA PacTBOP CYIIFIIN HaJl
cynb(haToM Maraus, GUIBTPOBAIN M KOHIIEHTPUPOBAIN C MOIydeHHeM 1,2 I yKa3aHHOTO B 3ar0JIOBKE COCIHHE-
Hus (Beixon 84%, SIMP unctora 80%) B BHIOEC TBEpAOTO BEIlecTBa mouTH Oeioro 1eera. oy SIMP (500 MI'w,
JIMCO) 12,80 (s, 1H), 8,44 (s, 2H), 7,93 (d, ] =8,7 I', 1H), 6,77 (d, J = 8,6 I'm, 1H), 2,92 (s, 3H).

Cramun 2 u 3, cmocob 45. 5-{5-[(5-Mertokcunupuana-2-mi)MeTokcH|-1,3-6eH30kca30m-2-mi}-N-
METWIMUPUIUH-2-aMUH.

K pactBopy 2-amuHO0-4-[(5-MeTOKCHUIIHPHUINH-2-UI)METOKCH |perona (qucrora 50%, 125 mr, 0,25 MMois,
MOJIYYEHHOTO B COOTBETCTBHHU €O cOCo00M 33) W 6-(MEeTHIaMHHO)TUPUAMH-3-KapOOHOBOM KHCIIOTHI (YHCTOTA
80%, 63 mr, 0,33 Mmop) B mupuanae (2 MiT) H00aBIsUH 1-(3-(AMMETHIAMITHO )IIPOITHII)-3-3THIIKapOo InuMIIA
rugpoxiaopun (70 mr, 0,37 MMONB) U yKa3aHHYIO CMECh IIEpeMEIINBalIi TP KOMHATHOH TeMIepaType B TeUCHHE
18 4. PacTBOpHUTENs YAANsANU B BAKYyM€ M OCTaTOK MepeHocunu B atunaneraT (200 mur). Cmech NpOMBIBaIN BO-
Jo# (50 MJT) ¥ HacBIIIEHHBIM COJIEBBIM pacTBOpoM (50 mur). OpraHudeckuii SKCTpaKT CyIIMIN Had CylIb(aToM
MarHusi, GUIBTPOBAIN U KOHLEHTPUPOBAIH. [IpOJyKT MEepeHOCHIN B YKCYCHYIO KUCIOTY (3 MJI) M HarpeBaiu B
MUKpOBOJTHOBOH 1teun nipu Temrieparype 200°C B reuenune 40 muH. [locne oximakaeHus JIeTydne BemecTBa ya-
JISUTA B BaKyyMe€ M OCTAaTOK paclpeessuid Mexay dtuiareraroM (200 MiT1) U HACBHIIIEHHBIM BOJIHBIM PaCTBOPOM
oukapOonara Hatpus (100 mur). OpraHUdecKuil cJI0i MPOMBIBATM HACKHIIIEHHBIM COJIEBBIM pacTBopoM (50 M),
CYIIWIN HaJ CyJib(aToM MarHus, GUILTPOBAIH, 3aTeM NPEIBAPUTEIHLHO aOCOPOMPOBATH Ha HEOOIBIIIOM KOJIH-
yecTBe cwiInKaremns. [locie OYMCTKHM NpHW MOMOIIM KOJOHOYHOH (um-xpomaTorpadmu (cmaukareis, 0-10%
METaHOJI B AUXJIOpMeTaHe) u npenapatuHoii BOXXX (aneTonuTtpmi/Bona) nomydanu 9,9 Mr ykazaHHOTO B 3aro-
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JIOBKe coequHeHus (BbIxox 17%) B BUIE TBEpIOTO BELIECTBa ITOYTH OEJIOro IIBETa.

Mpumep 1, cmocod6  45.  5-{5-[(5-Meroxcunmpunun-2-un)meTokcu|-1,3-6enzokcazon-2-ui}-N-
METHIUPUINH-2-aMIH.

Sy SIMP (500 MI'n, AMCO) 8,77 (d, J = 2,2 I'y, 1H), 8,30 (d, J = 2,9 I', 1H), 8,03 (d, J = 7,6 'y, 1H),
7,59 (d,J=8,8 I'y, 1H), 7,51 (d, J =8,6 ', 1H), 7,42 (dd, J = 8,6, 2,9 I'y, 1H), 7,39-7,34 (m, 1H), 7,33 (d, J =
2,5 'y, 1H), 6,99 (dd, J = 8,8, 2,5 I', 1H), 6,60 (d, J = 8,9 I'y, 1H), 5,15 (s, 2H), 3,83 (s, 3H), 2,86 (d, ] = 4,8

I'n, 3H). Tr(MET-YB2XXX-AB-101) = 1,98 mun, (ES") (M+H)" 363.
Crienyrommuye mpuMeps MOJTydaii COTJIACHO CITOCO0y 45, OmMcaHHOMY BHIIIIE.

Tab6muma 46
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Craqus 1, croco6 46.
WJT)OKCH [METHII } TUPUINH.

K pactBopy 3-{[(2-{5H,6H-umunazo[2,1-b][1,3]trazon-3-mn}-1-6eH30hypaH-5-min)OKCH [METII } TUPHU-
muaa (30 mr, 0,086 MMOITB, TOTYYEHHOTO B COOTBETCTBHH CO CIIOCOO0OM 37) B AMXIIOPMETaHE MPU TEMIEepaType
0°C no6ansum 0,43 M pactBop Opoma B muxiopmerane (0,2 mi, 0,086 mmons). [Tocne ynaneHus neasiHow 6aHu
CMech IIepeMEeIINBAIN B TeUeHHE | 9 MpH KOMHATHOW TeMIIepaType, 3aTeM yKa3aHHYI0 CMECh pa30aBHIIH 3THII-
arieraToM. TBepaOe BEIIeCTBO COOMpAH NMpY MOMOIIHX (PUIBTPOBAHUS U 3aTeM CYIIHIHN B BakyyMme. [locie oun-
CTKH Ipy oMot npenapatuBHoi BOXX (anetonutpun/Boxa + 0,2% ruapokcusr aMMoOHUS) Tonydanu 9,9 mr
YKa3aHHOTO B 3aroJIOBKe COeTUHEHHUS (BBIX0A 27%) B BHIE TBEPAOTO BEIIECTBA ITOYTH OEJIOTO IIBETA.
3-{[(2-{2-bpom-5H,6H-umunazo[2,1-b][1,3]tnazon-3-un}-1-6er3odypan-5-

IIpumep 1, cmocob 46.
WIJT)OKCH |[METHII } TUPUIHH.

8u SIMP (500 MI', IMCO) 8,70 (d, J = 1,8 T, 1H), 8,55 (dd, J = 4,8, 1,6 Ty, 1H), 7,94-7,85 (m, 1H),
7,57 (d,J = 9,0 T, 1H), 7,49-7,40 (m, 2H), 7,36 (d, J = 2,6 ', 1H), 7,11 (dd, J = 9,0, 2,6 ', 1H), 5,20 (s, 2H),

X
N

3-{[(2-{5H,6H-Umunazo[2,1-b][ 1,3 ]trazomn-3-nn}-1-6eH30dypan-5-

4,15-4,00 (m, 4H). T(MET-YB)KX-AB-101) = 1,36 mun, (ES") (M+H)" 428/430.
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Crnenyromuii mpuMep MoIy4ay COrJacHo crmoco0y 46, OIMMMCAHHOMY BEIIIIE.

TaOmwuma 47
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Cranus 1, cioco6 47. 5-[(5-MeTokcunupasuH-2-ui1)METOKCH |-2-HUTPOAHUITHH.

K nepememmBaemMoMy pactBopy 3-amuHO-4-HHTpodenoma (220 wr, 1,43 wmmomb) B N,N-
numeTuihopmamue (5 M) B atMocdepe azota J00aBisui TpeT-0yrokeny kanus (160 mr, 1,42 MMoJIb) 1 yKa-
3aHHYI0O CMECh TepEeMENIMBAIA B TeUCHHWE 5 MUH TpU KOMHATHOW Temmeparype. lob6aBmsm pactBop (5-
METOKCHUIHpa3HH-2-ui)MeTuaMeTancynbdonara (311 mr, 1,43 MMOJIb, TIOTYIE€HHOTO B COOTBETCTBUHU CO CITOCO-
6om 20) B N,N-mumetundopmamuie (3 M) ¥ yKa3aHHYIO CMECh MEPEeMEITUBAIH P KOMHATHON TeMIiepaType B
TeueHne 16 4. YkazaHHyI0 cMech pa3daBisiian Boaoit (100 mur) u skcrparupoBany stmiaaneratoM (2 x 100 mo).
OOBbeMHEHHBIE OpraHuYecKHe dKCTpakThl nmpombiBain 0,2 M pactBopoM runpokcuaa Hatpus (3 x 50 mu), cy-
WA HaJ, Cyab(aToM HaTpus, GUIBTPOBATH M KOHIICHTPUPOBAIM C MOJydyeHHeM 213 Mr yka3aHHOTO B 3aro-
JIOBKE coenuHEeHUs (BBIXOH 54%) B BHIIE TBEPAOTO BEIECTBA SPKO-KenToro 1nseta. oy AMP (500 MI'n, IMCO)
8,39-8,30 (m, 2H), 7,53 (d, J = 3,0 I'u, 1H), 7,28 (s, 2H), 7,24 (dd, J = 9,2, 3,0 ', 1H), 7,01 (d, J =9,2 I', 1H),
5,10 (s, 2H), 3,92 (s, 3H). Tr(METCR1278) = 1,72 mun (ES") (M+H)" 277.

Crammss 2, cmocod 47.  N-{5-[(5-Merokcunupa3uH-2-mi)MeTOKCH |-2-HUTPOPEHII } TUPHIHH-3-
KapOOKcaMuI.

K mepememmBaemomy pacTBOpy S5-[(5-MeTOKCHMIHMpa3WH-2-WII)METOKCH]-2-HuTpoanuwnnHa (213 wmr, 0,77
MMOJIB) B TeTparuapodypane (8 mir) mobasmsum mumsonpormwnTwiamud (0,16 M, 0,92 MMonb) ¢ mocienyro-
UM 100aBJICHHEM NMHUPHUIUH-3-KapOoHmwIxnopu ruapoxiopuaa (144 mr, 0,81 mMmons). Peaknuonnyo cMech
HepeMeIInBaIi IPY KOMHATHOM TeMIlepaType B TeUEHHE HOYM. YKa3aHHYIO cMech pa3basisum Bogoi (30 mi) u
HaCBIIIEHHBIM BOJHBIM PacTBOpoM OnkapOoHara Hatpus (10 M), a 3aTeM SKCTparupoBaJIM dTHIALETATOM (2 X
50 mur). OObeTMHEHHBIE OpTraHMYECKHe dKCTPAKThI CYIIWIM Hall Cyib(paToM HATpusl, GUILTPOBAIN U KOHIICH-
TPHUPOBAIH C TToIydeHrneM 239 Mr yKa3aHHOTO B 3ar0JIOBKE coequHEHUs (BBIXox 81%) B BUIE TBEpIOTO BEIIECT-
Ba sipKo-kentoro nseta. oy AMP (500 MI'n, JIMCO) 10,74 (s, 1H), 9,10 (d,J =2,1 I'u, 1H), 8,73 (d,J =4,6 I'y,
1H), 8,42 (d, J = 1,2 T'm, 1H), 8,35 (d, J = 1,4 I', 1H), 8,27 (dt, J =7,9, 1,9 I'uy, 1H), 7,65 (d, J = 8,9 I'm, 1H),
7,61 (s, 1H), 7,54 (dd, J = 8,6, 4,0 I'u, 1H), 7,39 (d, J = 8,7 I'y, 1H), 5,25 (s, 2H), 3,93 (s, 3H). Tr(METCR1278)
=1,72 vun (ES") (M+H)" 382.

Cramus 3, crioco6 47. 5-[(5-MeTokcunupasut-2-ui)MeTokcH |-2-(rmupuans-3-un)- 1 H-1,3-6er3onnason.

K mepememmBaemoii cycrneH3un N-{5-[(5-MeTOKCHTTHPA3UH-2-MIT)METOKCH |-2-HUTPODESHN | TUPHUTUH-3 -
kapOokcamuna (239 mr, 0,63 MMoIb) B yKeycHOW Kuciote (4 Mut) 1 aTaHouie (2 Mir) 100aBIIsUTH MOPOIIOK KeJie3a
(262 wr, 4,70 mmonb). CMech nepemeninBanu npu temneparype 78°C B teuenue 1,5 4. CMech QUIbTpOBAIH
Yyepe3 CTEKISIHHYI0 MUKPOBOJIOKOHHYIO OymMary u (pribTpaT KOHIEHTpUpOBaIX B BakyyMe. [locie ounctku npu
MIOMOIIIY KOJIOHOYHOH (piamr-xpomarorpadun (cunukareins, 0-10% MeTaHon B ANXJIOpMETaHe) U NpenapaTUBHOM
BDXX (aueronurpmi/Bona + 0,2% rHUAPOKCHUI aMMOHUS) MOJTy4ain 52 MI' yKa3aHHOTO B 3ar0JIOBKE COCIUHE-
HUs (BBIXOA 25%) B BHJE KPUCTAJUIMYECKOTO TBEPJOTO BEIeCTBa MOYTH Oenoro meeta. oy SAMP (500 M,
JAMCO) 12,97 (s, 1H), 9,30 (d, J = 1,9 T'u, 1H), 8,65 (d, J = 4,8 T'u, 1H), 8,44 (d, J = 8,0 'y, 1H), 8,41 (s, 1H),
8,35 (s, 1H), 7,60-7,51 (m, 2H), 7,24 (s, 1H), 6,96 (dd, J = 8,7, 2,3 T'u, 1H), 5,21 (s, 2H), 3,92 (s, 3H). Tr(MET-
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YBIXX-AB-101) = 1,74 mun, (ES") (M+H)" 334.

Cragus 4, cmnocob6 47. 6-[(5-Metokcunupasus-2-mwi)MeToKcH |-1-meTmn-2-(mupuaus-3-mi)-1H-1,3-
Oenzonnazon u S5-[(5-MeTOKCUTHPa3uH-2-1iT)METOKCH |- 1 -Mme -2 -(upuaua-3-wmin )- 1 H-1,3-6en3oamnazon.

5-[(5-MeTtokcunupasuH-2-uin)MeTokcH |-2-(mupunua-3-mi)-1H-1,3-6er3omuazon (40 mr, 0,12 MMoub) pac-
TBOpsuH B arnetoHe (1 mur) B atMocdepe a3oTa U T00ABISIIN TOPOIMTKOOOPa3HbIA THApOoKcHa Kamus (34 mr, 0,6
MMOJIb) € TIOCTIEAYIONINM Io0aBieHneM pactBopa metwitiomuaa (0,007 mm, 0,12 mmons) B ameroHe (1 mur).
CMech nepeMenTuBaIi P KOMHATHON TeMIlepaTrype B TeueHue 2 4. YKa3aHHyIo cMech pa30aBisuii Bomoi (20
MJI) M DKCTparupoBayi stmianeraroM (2 x 20 mu). OObenMHEHHbIE OpraHMYECKUE SKCTPAKTHl CYIIWIN HaM
cynmb(haToM HATpUs, (PUILTPOBATN M KOHIEHTpHpOBAIU. [locie OYMCTKH MpH TIOMOIIH TpernapaTtuBHoi BOXKX
(aumeroruTpmi/Boga + 0,1% MypaBbHHOW KHCIOTHI) NOMyJaiH 5,8 Mr 5-[(5-MeToKcHIUpa3uH-2-MI1)METOKCH]-1-
meTwi-2-(mupuaue-3-un)-1H-1,3-6enzonuazona  (Beixon 14%) wu 10,1 wmr  6-[(5-MeTokcunupasuH-2-
WI)METOKCH -1 -MeTun-2-(mmpuanH-3-nn)-1H-1,3-06en3oaunazona (Berxon 24%) B BHIE HOPOIIKOB HOYTH OEIOTO
IBETA.

IIpumep 1,
6eH30/11a3011.

Sy SAMP (500 MI'u, AMCO) 9,04 (s, 1H), 8,73 (d, J =3,8 I';, 1H), 8,40 (d, ] =1,0 I'u, 1H), 8,34 (d,J=1,3
I'y, 1H), 8,26 (dt, J =79, 1,7 I'y, 1H), 7,60 (dd, J = 7.9, 4,6 T'u, 1H), 7,56 (d, J = 8,8 Ty, 1H), 7,37 (d, ] = 2,3
I'm, 1H), 7,05 (dd, J = 8,8, 2,3 'y, 1H), 5,21 (s, 2H), 3,92 (s, 3H), 3,88 (s, 3H). Tr(MET-YB2XX-AB-101) =
1,70 mun, (ES") (M+H)" 348.

IIpumep 2, cmoco6 47.
O€H30/11a30.1.

Sy SAMP (500 MI'n, AMCO) 9,04 (s, 1H), 8,73 (s, 1H), 8,45-8,41 (m, 1H), 8,35 (d, J = 1,3 ', 1H), 8,25 (d,
J=79Tu, 1H), 7,64-7,58 (m, 2H), 7,38 (d, J =2,3 I'y, 1H), 6,98 (dd, J =8,7, 2,4 T'n, 1H), 5,25 (s, 2H), 3,93 (s,
3H), 3,88 (s, 3H). Tr(MET-YB2XX-AB-101) = 1,74 mun, (ES") (M+H)" 348.

Crenyromue nmpuMepsl IMoJydalid COrJacHo crocoly 47, omMcaHHOMY BBIIIE.

crocod 47. 5-[(5-Metokcunupasus-2-uia)MeToKcH -1 -meTnn-2-(mupuaus-3-un)-1H-1,3-

6-[(5-MeTokcunupasuH-2-ui1)METOKCH |- 1 -MmeTun-2 -(rmupuaua-3-un)-1H-1,3-

Tab6nura 48
Ipum. Crpykrypa Mo Haspanue no Hannsie XKX-MC
Mmacca IUPAC
5-[(5-
METOKCHIIMPA3HH-
Tr(MET-YB3XX-
N/ 2-um)merokcu|-1-
>_@ AB-101)=1,7
1 N . JN\=/ | 347,37 MeTHI-2-
/[ ]/\ ( ) munyT, (ESY) (M +
N Ry MUPUIAH-3-1T)-
° P H)* 348
1H-13-
OeH30a1a30
6-[(5-
METOKCUIIHPA3HH-
Tr(MET-YB2XX-
A 2-mn)merokcu|-1-
. /@}—O AB-101)=1,74
2 = o Ll = | 347,37 MEeTUI-2-
- /[\ | \ MmuHyT, (ES") (M +
o7 (mupuanH-3-1)-
H)* 348
1H-1,3-
GeH3z0amason
5-1(5-
merokcunupasud- | Tr(MET-YBOXX-
NH
N /@: P & 2-Hw1)MeToKCH]-2- AB-101)=1,74
3 = I W =" | 333,34
- /E\ i (mupuaun-3-un)- | munHyT, (ESY) (M +
1H-1,3- H)" 334
OeH30a1a30n
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Cnoco0 48.
Cxema cniocoba 48
ALOC e . O
. [ N Cramus 1 o | N
| |

Cramus 1, cioco6 48. 5-[(5-MeTokcunmupuanH-2-1i)MeTOKCH |-2 -(TirmepasuH- 1 -ni)-1,3-0eH30Kkca3ol.

TpeT-bytnn 4-{5-[(5-MeTokcUITUpUINH-2-1T)METOKCH |- 1,3-0eH30KCa30I1-2-1J1 } TUTIepa3uH- | -kapOOKCcHIaT
(50 mr, 0,11 MMOJIB, TTOSYYEHHBIH B COOTBETCTBHH €O criocodoM 38) mepememmBanu B 4 M pacTBope XJI0pOBO-
nopona B 1,4-nuokcane (1 M) B TeueHue 2 4. PeakImoHHYI0 cMech pa3dapisui Bojoi (10 mi) u mo mopIimsiM
nobaBmsn TBepAbIi OmkapOonat Hatpus (mo pH 8). PactBop akcTparupoBaym guxiaopmeraHoM (3 x 10 mi) u
00bEANHEHHBIE OPraHUYECKHE AKCTPAKTHI IIPOMBIBAIIN HACHIIIIEHHBIM COJIEBBIM pacTBopoM (10 mit), cymmmmm Haxa
cynbhaToM HaTpus, QUIBTPOBAIH M KOHLEHTpUpoBaiH. [locne ourcTky mpu moMoiny npenapatusHoi BOXKX
(aneronnTpmi/Boaa + 0,2% runpoxcu aMMOHUS) TTosrydanu 11,3 Mr yka3aHHOTO B 3arojIOBKE COEIMHEHHUS (BBI-
x0x 29%) B BUziE TBEPIIOTO BELIECTBA OEIOTO LBETA.

IMpumep 1, cocob 48. 5-[(5-MeTokcunupuanH-2-miI)MeToKCH |-2-(nunepasut- 1 -m)-1,3-6eH30Kkca3o.

Sy AAMP (500 MI'n, IMCO) 8,28 (d, J =2,9 T'u, 1H), 7,47 (d, J = 8,6 I'n, 1H), 7,42 (dd, J = 8,6, 2,9 I'Ly,
1H), 7,26 (d, 1 = 8,7 I'y, 1H), 6,93 (d, J =2,5 'y, 1H), 6,64 (dd, J =8,7, 2,6 I'n, 1H), 5,08 (s, 2H), 3,84 (s, 3H),
3,53-3,46 (m, 4H), 2,82-2,73 (m, 4H). Tr(MET-YBDXX-AB-101) = 1,33 mun, (ES") (M+H)" 341.

Crieyromuii mpuMep MOIyJalld COTJIACHO croco0y 48, ONMMCaHHOMY BHIIIIE.

Tabmmma 49
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Cranus 1, cioco6 49. MeTtuin S-aMHUHOTTUPUINH-2-KapOOKCHIIAT.

5-AMuHONMpHUIMH-2-KapOoHOBYIO Kucioty (2,00 T, 14,5 MMonb) pacTBopsuti B Oe3BoaHOM MeTaHoue (20
MIT) ¥ oxiaxaanu no temneparypbl 0°C. [lo kamisM B TeueHHE 5 MHUH J00aBIsuM Xjmopun TuoHmna (3,15 mu,
43,4 MMOJTb) M YKa3aHHYIO CMECh OCTaBIISIJIM HarpeBaThCS O KOMHATHOHN TeMIIepaTyphl, 3aTeM HarpeBaiu ¢ 00-
PaTHBIM XOJOIMIBHUKOM B Te4eHHe 24 4. PeakmoHHy0 cMeCh KOHIIEHTPHPOBAIH, PACIIPEIEIIIN MEXKAY ITHI-
arietatoM (30 MJT1) ¥ HACBIIEHHBIM BOJHBIM pacTBopoM OukapOoHaTa HaTpus (30 Mui). YKa3aHHYIO CMECh ITOJI-
Bepraim o0pabOTKe yIbTPa3ByKOM, CJIOM PA3JICISLUTM U BOMHBIA CIIOW SKCTPAarHpOBaiy dTHianeratoM (2 x 15
Mi). O0beTMHEHHBIE OPTAHUIECKUE IKCTPAKTHI IIPOMBIBAIT HACBIIIEHHBIM COJIEBBIM pacTBOpoM (20 M), cymm-
7Y HaJ cyJib(aTtomM Maraus, GUIHTPOBATH U KOHIIEHTPUPOBAIN ¢ TIodydeHueM 850 MT yKa3aHHOTO B 3ar0JIOBKE
coenuHeHus (BeIx0 39%) B BHIE mopolika moyTu 6enoro nsera. oy SAMP (500 MI'u, IMCO) 7,97 (d, J = 2,7
I'm, 1H), 7,74 (d, J = 8,6 'y, 1H), 6,91 (dd, J = 8,6, 2,7 I', 1H), 6,18 (s, 2H), 3,76 (s, 3H).

Cramus 2, cioco6 49. Metui 5-{[(TpeT-0yTOoKCH)KkapOOHIII |aMHUHO } TUPUANH-2-KapOOKCHIIAT.

Metun S-amuHOUpUANH-2-KapOokcmnat (850 mr, 5,59 mMons), au-TpeT-OyTmnaukapoonar (1,34 r, 6,15
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MMOJIb) U 4-guMeTIiIaMuHOTIHpUInH (68 Mr, 0,56 MMOJbB) cycneHIupoBan B auxyiopmerane (10 M) u mepe-
MEIIMBAIN P KOMHATHOH TeMneparype B TedeHue 20 4. PeakimoHHyI0 cMech KOHIIGHTPUPOBAIIH C TIOJTyYECHHU-
€M TOopoIIIKa Oeoro mBeTa. Y Ka3aHHBIH MOPOIIOK CYCTICHINPOBANH B dTHIaneraTe (20 mir), o0padaThIBan yilb-
TPa3BYKOM, HarpeBaIX JI0 KUIEHUS U 3aTeM QIIbTpoBain. OmibTpar paz0aBisiid JOTOTHUTEIHHBIM KOJITHIECT-
BoM aTmianerata (20 M) W 3arpyxaid B CHJIHMKarenab. [locie OYMCTKHA MpU TOMOIIM KOJOHOYHOM (HIdi-
xpomarorpaduu (cuaukarens, 18-100% strunanerar B renrane) morydand 8§62 Mr HEOUHIIICHHOTO YKa3aHHOTO B
3aroJioBKke coeanHeHus (BBIXon 51%) B BHae MopoIika Oeloro IBeTa, KOTOPOE HCIOJb30BAM Ha CIETYIOIICH
cTamuu 0e3 JOMOIHUTENbHOU ouucTkH. Oy SIMP (500 MI'n, AMCO) 10,01 (s, 1H), 8,71 (d, ] =2,3 ', 1H), 8,06
(dd, J=8,7,2,4 T, 1H), 8,00 (d, J = 8,6 I'y, 1H), 3,83 (s, 3H), 1,49 (s, 9H). Tr(METCR1278) = 1,64 mun (ES")
(M+H)" 253, 83%.

Cranus 3, cioco6 49. Metun 5-{[(TpeT-0yTOKCH)KapOOHMII | (METHIT)aMUHO | TUPUANH-2-KapOOKCHIIaT.

Mertun 5-{[(Tper-OyTokcH)kapOOHMII|aMUHO } TUpUAMH-2-KapOokcmnaT (406 mr, 1,34 MMoIb) pacTBOpSIIH
B 0e3BogHOM N,N-nmumermndopmamuse (5 mit) u oxmnaxganu 1o temrepatypsl 0°C. {o6aBisuy ruapua HaTpHs
(60% B MuHepanpHOM Macine, 136 mr, 3,34 MMONb) U yKa3aHHYIO CMECh IepeMeIlInBaIy B Tedenue 15 mun. [Jlo-
6apmsun Hommetan (100 mxut, 1,60 MMOITB) M CMECh TIEPEMEITHBAIN P KOMHATHOM TeMIlepaType B TeucHue 18
4. YKa3aHHYIO PEaKIMOHHYIO CMECh IacHiIM A00aBIeHHEM BOABI (5 MII) M SKCTParupoBaJIM dTHIALETATOM (2 X
15 mi). OO0beTUHEHHBIE OPTAHUYECKHE IKCTPAKTHI IPOMBIBAIN HACBIIICHHBIM COJIEBBIM pacTBOpoM (3x10 M),
CYIIIIU HaJl CyNb(haTOM MarHus, GUIbTPOBAIN U KOHIICHTpHPOBay. [locie OYUCTKY MPpH MOMOIIN KOJIOHOYHOMH
(m-xpomartorpaduu (CUIUKaresb, amoeHT: 50-75% stumanerar B renrane) moxydanu 180 mMr ykasanHoro B
3aroJioBKe coequHeHus (Bexona 51%) B Buae mMacna xenroro 1pera. oy AMP (500 MI'u, IMCO) 8,70 (d,J =2,5
I'm, 1H), 8,03 (d, J = 8,5 I';, 1H), 7,91 (dd, J = 8,5, 2,6 I', 1H), 3,87 (s, 3H), 3,27 (s, 3H), 1,43 (s, 9H).
Tr(METCR1278) = 1,68 mun, (ES") (M+H)" 267.

Cramus 4, cioco6 49. tpetr-byTt N-[6-(THApOKCUMETII ) TUPUINH-3 -1 |-N-MeTrikapbamar.

Metun 5-{[(TpeT-OyToKCH)KapOOHMII |(METHI)aMHUHO } TUpuAnH-2-kapookcunaT (170 mr, 0,64 MMob) pac-
TBOpPsUTA B O€3BOTHOM TeTparuapodypane (10 M) B atMmocdepe azoTa U oxiaxaamm 1o temmneparypsl 0°C. Jlo-
Gasysumy 1,2 M pacTBOp THApHIA TUH300yTHIALTIOMUAHUS B Toayose (1,06 mi, 1,28 MMOIb) 1 yKa3aHHYIO CMECh
nepeMerinBany B teyenue 1,5 4. Jlodasmsum 1,2 M pactBop ruapuia Anu300yTriamroMuHus B Toiryoste (0,13
MJI) ¥ CMECh IepeMeIlInBali B TedeHHe 16 4. YKa3aHHYIO PEeakIMOHHYIO CMECh I'aCHJIM HACHIIICHHBIM PacTBO-
poM ceraeroBoif conmu (20 M) m sKcTparupoBanm dtunaneratoM (2 x 20 mim). OObeINHEHHBIE OPTaHUYECKIe
9KCTPAKTHI IPOMBIBAIH HACHIIIICHHBIM COJIEBBIM pacTBopoM (10 mMir), cymmwimm Han Cyab(paToM Maraus, QUIbTpo-
BaJIM ¥ KOHIICHTPUPOBAIH C MoydyeHreM 120 Mr yka3aHHOTO B 3aroJIOBKe coeAuHeHUs (BbIxo1 63%) B BUAC B
BHJE OECIIBETHOTO Bs3KOro Marepuana. oy IMP (500 MI'n, IMCO) 8,41 (d, J = 2,5 I'u, 1H), 7,71 (dd, J = 8,4,
2,6 T'u, 1H), 7,43 (d, J = 8,4 I'y, 1H), 5,40 (t, ] = 5,7 'y, 1H), 4,53 (d, J =5,2 ', 2H), 3,19 (s, 3H), 1,39 (s, 9H).
Tr(METCR1278) = 1,68 mun (ES") (M+H)" 239, 81%.

Cramuss 5, cmoco6 49. Tper-bytmn  N-{6-[(MeTaHCYTb(HOHMIOKCH )METHII |TUPUIUH-3-1T } -N-
MeTHIKapOamar.

tpeT-bytnn N-[6-(Tuapokcumerwin)mupuant-3-ui]-N-metrnkapoamar (120 mr, 0,4 MMOJb) pacTBOPSUTH B
nuxiopMerane (3 mi) B atMocdepe azora u oxyaxaanu o temreparypsl 0°C. Jlob6apmsamu TpudTHiIaMuH (84
Mk, 0,60 MMontb) 1 MeTaHCyIbGoHIITXIOpH (34 MK, 0,44 MMOJIB), YKa3aHHYIO CMeCh IepeMeIIBail U Ha-
TpeBaJI 10 KOMHATHOW TeMIepaTyphl B TeueHue 18 1. PeaknmoHHy0 cMech pa30aBisuid JUXIOPMETaHOM (5 MiT)
Y TIPOMBIBAIM BOJOH (5 MJI) M HacBIIEHHBIM COJIEBBIM pacTBOpPoM (5 mir). OpraHudecKuid CIIOW CyNIMIM Haj
Ccynb(paToM MarHus, GUIETPOBAIN U KOHICHTPUPOBAIH C MONyYeHHEM 124 MI yKa3aHHOTO B 3arOJIOBKE COCIH-
HeHusd (BbIxoa 42%) B Bue Macia OpaHXKEBOTO L[BETa. YKa3aHHBII MPOAYKT Takxke coaepikan 47% amKuixio-
puna. T(MMETCR1278) = 1,69 mun, (ES") (M+H)" 317, 43% (mes3unar). Tr(METCR1278) = 1,82 mun, (ES")
(M+H)" 257/259, 37% (xnopun).

Cramuss 6, cnocod 49. tper-byrmn  N-metun-N-[5-({[2-(mupuaun-3-nn)-1,3-6eH30KCca301-5-
W |OKCH } METHJT ) TUPUANH-2-1JI |KapOamar.

Cmech TpeT-Oytun  N-{6-[(MeTaHCYTb()OHMIOKCH ) METHI |TUPUIUH-3-11} -N-MeTHIIKapbamaTa u TpeT-
Oyt N-[6-(xmopmernn)mupuana-3-mi]-N-metunkapbamarta (43 + 37%, 120 mr, B nenom 0,34 MMOJIb alTKHIIH-
pyrolero arelra) u 2-(mapuaua-3-mi)-1,3-6er3okca3oin-5-oi (90 mr, 0,34 MMOJIb, TTOJIYYEHHBIN B COOTBETCTBUU
co crocobom 14) pactBopsiin B 6e3BoaHOM N,N-muMetuiadopmamuze (5 M) B atMochepe a3oTa U OXITKIATH
1o temnepatypsl 0°C. Jobasmsimm ruapua Hatpus (60% B munepansHOM Macie, 41 mr, 1,04 MMois) 1 yKa3aH-
HYIO PEaKkIHMOHHYIO CMECh NepeMeIInBali U HarpeBajIn 0 KOMHATHOW Temmeparype B Tedenue 18 4. YkasaH-
HYIO PEaKIMOHHYIO CMECh TaCHIU BOAOW (5 MJI) M dKcTparupoBaiu dtuinaneratoM (3 x 15 mur). O0bequHeHHBIE
9KCTPAKTHI ATHJIALIETaTa IPOMBIBAIM HACBIIIEHHBIM COJIEBBIM pacTBOopoM (3 x 10 mur), cymmian Haj cyiab(aToM
MarHusi, QUIBTPOBAIM U KOHIICHTpUpoBaiu. [Tociae oYUCTKH IpU MOMOIIM KOJOHOYHOH (iami-xpomarorpaduu
(cunukarens, 12-100% sTunaneraT B renrtaHe) MOTydann 52 MI yKa3aHHOTO B 3aroJIOBKE COEAMHEHUS (BBIXOA
31%) B BHAE MOpOIIKa phDKEBATO-KOpHYHEBOro 1Bera. oy SAMP (500 MI'n, IMCO) 9,33 (d, J = 1,6 I'i, 1H),
8,80 (dd, J =4,8, 1,6 I'n, 1H), 8,56 (d, J = 2,5 I'y, 1H), 8,51 (dt, J = 8,0, 1,9 I'y, 1H), 7,78 (dd, J = 8,4, 2,6 I'y,
1H), 7,75 (d, J = 8,9 ', 1H), 7,68-7,62 (m, 1H), 7,56 (d, J = 8,4 I'u, 1H), 7,50 (d, J = 2,5 T'y, 1H), 7,16 (dd, ] =
8,9, 2,6 ', 1H), 5,25 (s, 2H), 3,22 (s, 3H), 1,40 (s, 9H). T(METCR1278) = 2,05 mun (ES") (M+H)" 433, 80%.
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Cramust 7, ciocod 49. N-Metwin-6-({[2-(mupuaun-3-ui)-1,3-6eH30KCca301-5-1I|OKCH } METHIT) TUPUIMH-3 -
aMUH.

TpeT-byTnn N-metnn-N-(5-({[2-(mupuauH-3-wm)- 1,3-6eH30KCa30I1-5-11 | OKCH } METHII ) ITUPHIH-2 -
mi|kap6amart (52 mr, 0,12 MMob) pacTBOps B 4 M pacTBope XJIOpUCTOTO Bojgopoaa B 1,4-nmuokcane (1 ) u
Boze (0,1 mur). YkazaHHyI0 cCMeCh TIepeMeluBaIi PU KOMHATHOH TeMIieparype B Te4eHue 1,5 9 U KOHIEHTPH-
poBamu. [Tocne ognctku mpu oMoty npenapatusHoit BOXKX (aneronurpuin/Bona + 0,1% MypaBeuHast KHUCIIO-
Ta) moirydanyu 12 Mr yka3aHHOTO B 3arojioBke coequHeHus (Bbrxox 30%) B BUIE NOPOIIIKa MOYTH OEIIOTO IIBETA.

IIpumep 1, coco6 49. N-Metun-6-({[2-(mupunun-3-mn)-1,3-6eH30Kca3051-5-MIT|OKCH } METHIT ) TAPUIAH-3 -
aMUH.

oy AMP (500 MI'u, AMCO) 9,32 (d, J = 1,5 I'i, 1H), 8,80 (dd, J =4,8, 1,6 I'n, 1H), 8,51 (dt, J = 8,0, 1,9
I'y, 1H), 7,94 (d, J = 2,7 T'u, 1H), 7,72 (d, J = 8,9 I'y, 1H), 7,65 (ddd, J = 8,0, 4,8, 0,7 I', 1H), 7,47 (d, J = 2,5
I'y, 1H), 7,29 (d, J = 8,4 T'y, 1H), 7,10 (dd, J = 8,9, 2,5 I'u, 1H), 6,90 (dd, J = 8,4, 2,9 I', 1H), 5,98 (d, J = 5,0
', 1H), 5,06 (s, 2H), 2,70 (d, ] = 5,0 T, 3H). Tr(MET-YB2XX-AB-101) = 1,67 mun, (ES") (M+H)" 333.

Crnenyromuii mpuMep MoIy4ay COrjacHo crmoco0y 49, OIMMCaHHOMY BEIIIIE.

Tabmuma 50
IMpum. CtpykTypa Moz Haszanue no Jannsle XXX-MC
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Cranus 1, cioco06 50. 1-(5-I" I/II(pOKCI/I-1—66H30(1)ypaH-2-I/IJI)3TaH—1-OH.

Cwmecs 2,5-murugpokcudensanpaeruaa (5,0 T, 36,2 mmons), 1-xnopnponan-2-ona (3,6 mi, 43,7 MMOJB) H
kapOoHata xanus (6,0 T, 43,4 MMoib) B arietore (100 Mi1) HarpeBanu ¢ 0OpaTHBIM XOJIOAMIIEHUKOM B TeueHue 18
4. [Tocie oxmakaeHUsT yKa3aHHYIO CyCIIeH3HI0 pa3baBisumm areTonoM (100 M) 1 hunbTpoBaII Yepe3 MpoOKy U3
nenuta. GuiIbTpaT KOHIEHTPUPOBAIM W OCTATOK mepeHocwiau B atuianerat (300 M), mpombiBamu Bomoi (50
MJI) ¥ HACBIIEHHBIM COJIEBBIM pacTBopoM (50 i), Cymmm Haa CyabGaToM Maraus, GQUIbTPOBAIN B abcopOu-
poBamu Ha HEOONBIIOM KOJHYECTBE CHIMKarens. Ilociae OYHMCTKM TpPH TOMOIIM KOJOHOYHOH  (hidmI-
xpomarorpapun (cuiikarens, 0-60% sTuianeTar B renrtane) nomydand 2,99 T yka3aHHOTO B 3ar0JIOBKE COCIH-
HeHus (BeIxox 47%) B Bue OECIBETHOTO KPUCTAIUTMYECKOTO TBEPAOTO BEILIECTRA.

oy AAMP (500 MI'y, IMCO) 9,48 (s, 1H), 7,80-7,65 (m, 1H), 7,50 (d, J = 8,9 I'u, 1H), 7,07 (d, J =2,4 I'Ly,
1H), 6,98 (dd, J = 8,9, 2,5 'y, 1H), 2,52 (s, 3H). Tr(METCR1278) = 1,34 mun, (ES") (M+H)" 177.

Cranus 2, cioco6 50. 1-[5-(MeTtokcumeTokcH)-1-6eH30¢hypan-2-mi|3TaH-1-0H.

K pactBopy 1-(5-runpokcu-1-6eH30dypan-2-mn)atan-1-ona (2,84 r, 16,1 MMoIe) U XJI10p(METOKCH )METaHA
(3,0 M, 39,5 mmonb) B N,N-mumermndopmamuze (40 min) npu temneparype 0°C aBymst HOpLUUSIMHU JOOABISIH
ruapua Hatpust (60% B MuHepambHOM Macine, 1,6 T, 40 Mmmous). Uepes 10 MuH snensHyro 6aHIO yoaisuid U yKa-
3aHHYIO CMECh MEePEMENINBAIIN IPH KOMHATHOHM Temmieparype B TeueHnue 18 4. [Tocie mobasnenus metanona (5

-95 -



035646

MJI) TIPOAOJDKAIN NepeMelnBanne B Tedenue 30 MUH nepes noOaBiIeHHeM yKa3aHHOI cMecH B Boxy (200 mun) u
HaCBIEHHBIN coseBoi pacTBop (200 mur). CMmech dKCTparupoBaiy dTrianeTarom (4 x 150 M), oObeuHEHHBIE
OpPTaHWYECKHE CIIOM MPOMBIBAIN HACKIIIEHHBIM cOJeBbIM pacTBopoM (100 mir), cymmim Haj cyab(aTtoM Maraus,
¢unbTpOBaM M KOHIEHTpUpoBainn. OcTaTok pacTBOpsian B Terparuapodypane (100 mi) u abcopObupoBanu Ha
HEeOOJIBIIIOE KOJTMYECTBO CHiIMKarens. [Tocie O9rCTKH MpH MTOMOITM KOJIOHOYHOU (dmI-xpoMarorpaduu (CHIm-
karenb, 0-50% sTunameraT B renraHe) moiayvanu 2,48 T yKa3aHHOTO B 3arojioBke coeamHeHUs (Beixon 70%) B
BUJIC TBEPJIOTO BEIECTBA MOYTH Oenoro nseta. oy AMP (500 MI'u, AMCO) 7,84-7,79 (m, 1H), 7,64 (d,J =9,0
I'm, 1H), 7,42 (d, J = 2,5 I'y, 1H), 7,22 (dd, J = 9,0, 2,6 I'n, 1H), 5,23 (s, 2H), 3,40 (s, 3H), 2,55 (s, 3H).
Tr(METCR1278) = 1,70 mun (ES") (M+H)" 221.

Cramus 3, cioco6 50. Otun 3-[5-(MeTokcuMeTokcH)- 1 -6en3odypan-2-ni]-3-0KkconmponaHoar.

K pactBopy 1-[5-(MeTokcumeTOKCH)-1-0eH30dypan-2-mi|3Tan-1-oHa (2,45 1, 11,1 MMOIB) B ITUATHIIKAP-
6onare (50 mi, 413 Mmonb) nobasismu runpua Hatpus (60% B MuHepansHOM Macne, 890 mr, 22,3 mmos). Ilo-
cJie mepeMelInBanus B TedeHre 10 MUH Ipy KOMHATHOW TeMIlepaType yKa3aHHYIO0 CMeCh HarpeBaju J0 TeMIle-
patypsl 100°C B Teuenue 18 4. JleTydne BelecTBa yAansuid B BaKyyMe U OCTaTOK PACIpeesiii MeXAy dTHII-
arieraroM (300 mut), Bogoit (100 mit) u ykcycHO#H KucaoTo# (2 Mi). OpraHn4ecKye CIIOH pa3Ielisuiv, TPOMbBIBaJIH
HaCBILIEHHBIM COJIEBBIM pacTBopoM (50 mur), cymmimm Haj cyib(paToM Maruus, GUIBTPOBAIN M KOHIIEHTPHPOBA-
. [locie OYMCTKH ITpU IMOMOIIM KOJIOHOYHOH (udiu-xpoMaTorpaduu (cumkarens, 0-20% sTunaneTar B rer-
TaHe) MOJTyJaiu 2,58 T yka3aHHOTO B 3arOJIOBKE coeAWHEHHs (BBIX0J 79%) B BHIE TBEpIOTO BEIIECTBA MOYTH
6exoro usera. dy AMP (500 MI', AIMCO) 7,91 (s, 1H), 7,66 (d, ] = 9,0 I'y, 1H), 7,44 (d, J =2,5 ', 1H), 7,25
(dd, 7 =9,0, 2,5 I'y, 1H), 5,24 (s, 2H), 4,24-3,96 (m, 4H), 3,40 (d, J = 2,2 I'u, 3H), 1,18 (t, J = 7,1 'y, 3H).
Tr(METCR1278) = 1,86 mun (ES") (M+H)" 293.

Cramus 4, crioco6 50. Dtun 2-6pom-3-[5-(MeTokcuMeTOKCH)-1-0eH30(hypaH-2-1i]-3-0KconponaHoaT u 2-
O6pom-3-(4-6pom-5-ruapokcu- 1 -6er3odypan-2-mi)-3-0KCOMPOIaHoAT.

K pactBopy st 3-[5-(MeTokcuMeTOKCH)- 1 -6er30dypan-2-mi]-3-okconpomnanoara (2,5 r, 8,55 mmoins) B
terparuapodypane (100 mi) gobasisum dpeHnnTpuMermiiaMMonus Tpudpomun (3,4 1, 9,04 MMoib) U yKa3aH-
HYIO CMECh NepeMeIIBalld NIPH KOMHATHOHW Temrepatype B TeueHue 18 4. [Tocne pasbaneHus sTuianeraTtom
(100 mur) ykazaHHYIO cMeCh (DMIBTPOBAIIM Yepe3 LENUT U GrIbTpaT KOHIEHTpUpoBaIH. OCTaTOK MEPEHOCHIN B
stwnanerat (300 mir), npombiBasin 10% BOIHBIM pacTBOpoM THOCYJb(aTa HaTpust (50 MII) M HACKHIIICHHBIM CO-
JeBBIM pacTBopoM (50 M), cymmim Haj cynb(haToM MarHus, (GUIBTPOBAIN U KOHICHTPUPOBAIN C HOIyYCHUEM
3,20 T yKa3aHHBIX B 3ar0JOBKE COCIAMHCHUI (KOJHYCCTBEHHBIA BHIXOA) (cMech 3,3/1 mo manueiM SIMP) B BHIE
Macna xenroro 1seta. (X = H, ocHoBHOM): oy SAMP (500 MI'y, AMCO) 9,62 (s, 1H), 8,03-7,92 (m, 1H), 7,54 (d,
J=9,0TIu, 1H), 7,12 (d, J = 2,4 'y, 1H), 7,06 (dd, J = 9,0, 2,5 I'y, 1H), 6,39 (s, 1H), 4,22 (q, J = 7,1 'y, 2H),
1,16 (t, J=17,1 T, 3H). (X = H, ocrosroit): T(METCR1278) = 1,76 mun (ES") (M+H)" 327/329. (X = Br, BTO-
pocrenennsii): T(METCR1278) = 1,91 mun (ES") (M+H)™ 407.

Cramus 5, cnoco6 50. Otun 3-(5-rumpokcu-1-6en3odypan-2-mn)-5SH,6H-umungazo[2,1-b][1,3]trHazon-2-
kapOokcmimaT W dTUn  3-(4-Opom-5-ruapokcu-1-6en3zodypan-2-mn)-SH,6H-umunazo[2,1-b][1,3]tnazon-2-
KapOOKCHIIaT.

CMech HEOUHMIICHHBIX 3THI 2-0poM-3-[5-(MeTokcuMeToKeH)-1-0en30dypan-2-mi]-3-okconponaHoara u 2-
6pom-3-(4-6pom-5-Tuapokcu-1-6eH3opypan-2-mi)-3-okconponanoara (cooTHomenue: 3,3/1, MakcuMaJbHO Bce-
ro 8,55 mMmounb) u uMuaazonuauH-2-TroHa (880 mr, 8,61 MMoins) B atanose (20 M) U ykcycHoi kuciore (20
MJI) TIEpEMEIINBaIN C 0OpPaTHBIM XOJOAWIFHUKOM B TeueHHe 18 4. PacTBopuTens ynansiii B BAKyyMe U OCTaTOK
pacTupaiy co cMechlo dTHianeTara u aneronurpmwia (20 mu, 1/1), ¢uneTpoBany u cymunm B Bakyyme ¢ I0JTy-
yeHHeM 2,58 T yKa3aHHBIX B 3aroyioBke coenuHeHu (BeIX0a 70%) (OpoMHCTOBOIOPOAHAS COJb, cMech 3/1 1o
JKX-MC) B Buze TBepaoro BemecTBa xenroro 1Beta. (X = H, ocHoBHoil) Tr(MET-YB3XX-AB-101) = 1,52
vuH, (EST) (M+H)" 331 u (X = Br, Bropocrenennsiit) Tr(MET-YBIXKX-AB-101) = 1,81 mun, (ESY) (M+H)"
409/411.

Cramust 5, cmoco6 50. Dtun 3-[5-(mupuamH-3-unmeTokcn)-1-6er3odypan-2-mi]-5SH,6H-umuazo[2,1-
b][1,3]tnazon-2-kapbokcumatr W ITUA  3-[4-Opom-5-(mupuanH-3-uaMeToKcH)- 1 -6en3odypan-2-mi]-5H,6H-
nmMuaazo[2,1-b][ 1,3]tnazon-2-kapOokcumar.

K CYCTICH3UHU STUI 3-(5-runpoxcu-1-6enzodypan-2-mn)-5H,6H-umunazo[2,1-b][ 1,3 ]trazomn-2-
KapOOKcHJIaT OpOMHCTOBOJIOPOJHOM comu ®  OTHI  3-(4-Opom-5-ruapokcu-1-6enzodypan-2-mn)-5SH,6H-
umunaso[2,1-b][1,3]tnazon-2-kapookcmnar OpoMuUcTOBOIOpOaHON conu (cmech 3/1, 500 mr, 1,15 mmons), 3-
(6pommeTmn)mupuaraa ruapodpomuna (480 mr, 1,90 mMons) u Wommna kamus (20 mr, 0,12 mmons) B N,N-
muMetridopmamuzae (20 mut) npu temneparype 0°C nob6asnsiau ruapun Hatpust (60% B MHUHEpaIbHOM Macle,
170 wmr, 4,26 mmonn). Jlensayro O0aHIO yIaasuid U CMeCh IepeMerumBany npu temmneparype 60°C B Teaenne 90
MUH TIepe] pacnpeaenenneM Mexay oo (100 mir), HackIeHHBIM pacTBopoM coir (100 MiT) U dTHIaeTaTOM
(200 mur). Boanslit cnoit sxkcTparupoBaiy stunameratom (2 x 100 mir). OObeiMHEHHBIE OPraHUYEcKHe dKCTPaK-
THI TIPOMBIBTA HACBIIIEHHBIM COJIEBBIM pacTBOpoM (100 mur), cymmmm Han cyib(aroM Maraus, GUIBTPOBAIN U
abcopOupoBasii Ha HEOONBIIOM KOJIHYECTBE CHIIMKaress. [locie O4MCTKH TMpH MOMOIIM KOJOHOYHOW (hiai-
xpomarorpaduu (cunukarens, 0-10% MeTaHON B IUXJIOpPMETaHE) C MOCICAYIONIAM PAaCTHPAHUEM C METAHOJIOM
(3 M) momyuanu 257 mr cmecu (BeIxon 51%) yka3zaHHBIX B 3aTOJIOBKE coeanHeHm (cmech 4,3/1 mo XKX-MC) B
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BHUJIE TBEPJOTO BemiecTBa sxentoro mseta. (X = H, ocnosnoit) Tr(MET-YB2)XX-AB-101) = 1,53 mun, (ES")
(M+H)" 422 u (X = Br, Bropoctenensnsiit) Tr(MET-YB2XX-AB-101) = 1,77 mun, (ES") (M+H)" 500/502.

Cramuss 6, cmoco6 50.  3-[5-(ITupuauu-3-unmerokcn)-1-6erzodypan-2-mn]-SH,6H-umunazo[2,1-
b][1,3]THazon-2-kapbokcaMu.

PactBop oatunm  3-[5-(mupuann-3-unmeTokcH)-1-6en3odypan-2-un]-SH,6H-umunazo[2,1-b][ 1,3 ]trHazon-2-
kapOoxcmiara (81%, 124 mr, 0,24 mmons) B 7 M pacTBope aMmMuaka B Metanouse (40 Mi1) B mpoOHpKe IS TIPo-
BEJICHUS PeaKINid 1Mo NaBlieHueM HarpeBaim 1o TemrepaTypsl 80°C B TeueHue 24 4 M 3aTeM MepEMEITHBAIN
TIpY KOMHATHOM TeMIiepaType B TedeHue 3 mHed. YKa3aHHYI0 CMECh JOOABIISIIM B HACBHIMICHHBIH BOJHBIN pac-
TBOp XJopuaa aMmoHus (300 mMi1) 1 3aTeM dKcTparupoBaiu tuinamneratoM (4 x 100 mur). OObenHEHHBIE Opra-
HUYECKHE dKCTPAKThI MPOMBIBATIN HACHIIICHHBIM cOJIeBBIM pacTBopoM (100 mur), cymmnu Hax cyibdarom mar-
HUS, QUIBTPOBAIIM U 3aTeM abcopOMpOBaM Ha HEOOJBIIOM KOJNMYECTBE CHIMKareis. [locie ouyucTKM mpu Ho-
MOIIM KOJIOHOYHOH (umin-xpomarorpaduu (cuimkarens, 0-15% meraHon B auxnopMmerane) nomydanu 47 mr
YKa3aHHOTO B 3aroJIOBKE coequHEeHHs (BbIXo 37%) B BHIIE TBEPIOTO BEIIECTBA XKEJNTOTO mBeTa. oy SIMP (500
MI'n, AMCO) 8,69 (d, J = 1,8 T'n, 1H), 8,55 (dd, J = 4,7, 1,7 I'y, 1H), 7,89 (d, J = 7,9 I'n, 1H), 7,58 (d, J = 9,0
I'y, 1H), 7,52 (s, 1H), 7,44 (dd, J = 17,5, 4,7 I'u, 1H), 7,36 (d, J = 2,6 'y, 1H), 7,33 (bs, 2H), 7,12 (dd, ] =9,0, 2,6
', 1H), 5,22 (s, 2H), 4,16-3,94 (m, 4H). T(METCR1278) = 1,03 mun (ES") (M+H)" 393, 74%.

Cramust 7, cmoco6 50.  3-[5-(Ilmpuamn-3-nnmeroxcu)-1-6enzodypan-2-mi]-SH,6H-umunazo[2,1-
b][1,3]THazon-2-kapOOHUTPHIL.

K pactBopy 3-[5-(mupuaumn-3-unmeTokcH)-1-6en3odypan-2-un]-SH,6H-umunazo[2,1-b][ 1,3 ]trHazon-2-
kapOoxcamuna (74%, 44 wmr, 0,083 mmons) u mupuansa (0,02 M1, 0,248 MMois) B TeTparuapodypane (10 mu)
npu Temmnepatype 0°C mobasisun TpudTopykeycHbiid anruapun (50 Mk, 0,35 mmons). [locne nmepeMenmBaHus
B TedeHue 10 MUH yKa3zaHHYIO CMECh JO0ABIISUIA B HACHIIICHHBIH BOIHBIA pacTBOp OMKapOoHaTa HATPHUS U DKCT-
parupoBanu stuianeratoM (3 x 50 mur). OObeIMHEHHBIE OpraHMYECKHUE SKCTPAKTHI IIPOMBIBAIIN HACHIILICHHBIM
COJIEBBIM pacTBOpOoM (50 MIT), CYIIMITN HaA CyIb(GaToOM MarHus, GUIbTPOBAIN U KOHIIEHTpHpoBay. [Tocime oun-
CTKH TIpH nomo1uu npenaparuBHoit BOXX (aneronutpun/sona + 0,2% ruppokcun aMMOHMS) noxydanu 12 mMr
YKa3aHHOTO B 3ar0JIOBKE coeIMHEeHUs (BbIX0 39%) B BUie TBEPJOTO BEILIECTBA JKEJITOTO IIBETA.

Mpumep 1, cmoco6 50. 3-[5-(Ilmpuaun-3-nnmeroxcn)-1-6enzodypan-2-mwi]-SH,6H-umunazo[2,1-
b][1,3]tnazon-2-kapOOHUTPILI.

oy SAMP (500 MI'u, AMCO) 8,71 (d, J = 1,9 T'm, 1H), 8,56 (dd, J = 4,8, 1,5 'y, 1H), 7,96-7,85 (m, 1H),
7,70-7,57 (m, 2H), 7,51-7,37 (m, 2H), 7,20 (dd, J = 9,2, 2,6 T'u, 1H), 5,22 (s, 2H), 4,34-4,18 (m, J = 5,1 'y, 4H).
Tr(MET-YB2XX-AB-101) = 1,22 mun, (ES") (M+H)" 375.

Crieyromuii mpuMep TMOIyJalid COTIacHO croco0y 50, onmrcaHHOMY BBITIIE.

Ta6mmma 51
ITpum Crpykrypa Mon. Hassanue no JHanneie XKX-MC
Macca IUPAC
3-[5-(mupunun-
3-HIMETOKCH)-
iy Tr(MET-YB2XX-
A 1-6ensodypan-
. . | 3744 AB-101) = 1,22
1 < A 2-nn|-5H,6H-
= o N 2 munyT, (ES") (M +
X | L uMuIa30[2,1-
‘ H)* 375
b][1,3|tuazon-
2-xapOOHUTPHT
Crmoco6 51.
Cxema criocoba 51
Psee
9 ! o o N o
s [ i ;
° Cramuwt 1 ! o Cragus 2 q “

Cramms 1, cmocod  51.  5-N-{2-I'mmpokcu-5-[(5-MeTokcunupuauH-2-1i)MeTokcH |penmn f -2-N-
METHIHPUINH-2,5-TnKapOOKCaMuUI.

K pactBopy 2-amuHo-4-[(5-MeTokcunupuanH-2-mwi)MeTokcu |pernona (100 mr, 0,41 MMOJIb, TOTYyYEHHOTO B
COOTBETCTBUU CO criocoOoM 33) B mupuaune (2 Mit) u 6-(MeTHIKapOaMOWT)TUpHINH-3 -kapOoHoBOMH kucioTte (80
Mmr, 0,45 MMOJIb, TTOJTYIEHHOW TaK, KaK OMUCAaHO B MexmayHapomHou 3asBke PCT 2006003378) B mupuaune (2
M) mo6aBisn N-(3-mumeTrmiaMuHonporni)-N'-3TuHImIKapoomuumuaa ruapoxiopun (101,2 mr, 0,53 MMomb) u
yKa3aHHYIO CMECh ITepEeMEIINBaIN P KOMHATHOHW TeMIieparype B TeueHue 18 4. PacTBopuTens ynamsim B Ba-
KyyMe M OCTaTOK MepeHoCIH B dTrianeTart (50 mur), mpoMbiBasid Bojon (2 x 10 mu1) u cymwmm Han cyibdarom
Hatpus. [locne GuIbTpoBaHHS M KOHIEHTPUPOBAHUS TOJNy4Yaid 164 Mr yka3aHHOTO B 3ar0JIOBKE COCIUHEHUS
(BerxOm 89%, uncToTa 72%) B BHIC TOPOIIKA JKEITOTO IBeTa. HEOUMIIIEHHBIH TMPOMYKT UCIOJB30BAINA HEIO-
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CpPEACTBEHHO Ha IMOCIEIyIOmEeH CTalu .

Cramusts 2, cmoco6  51.  5-{5-[(5-Merokcunmpunun-2-un)meTokcu|-1,3-6enzokcazon-2-ui}-N-
METWITAPUIAH-2-KapOOKCaMHUI.

Heounmennpiii  5-N-{2-ruapokcu-5-[(5-MeToOKCHTTUpHUIUH-2 -HT)METOKCH | peHHI } -2-N-MeTHIITAPUIHH-
2,5-mukap6okcamun (164 mr, 2,91 mmods, grcrota 72%) cyclieHANPOBAIH B YKCYCHOU KuCIOTe (3 M) M Harpe-
BaJll B MUKpPOBOJHOBOHU mieun nipu Temmepatype 200°C B teuenne 40 muH. [Tocne oxmaxaeHUs JIeTydne Bellle-
CTBa yJAJSIIN B BaKyyMe€ M OCTAaTOK PacHpenersuId MEXIy dTHilaneTaToM (2 MII) U HACHIIICHHBIM BOJHBIM pac-
TBOpoM OmkapOoHata Hatpus (10 mur). CMmech GUIBTpOBATH, TBEPAOE BEIISCCTBO MPOMBIBAIH TEIJIHIM METaHO-
soM (30 M) M pacTBOp KOHLEHTpHpoBaiy. Ilociie 0YMCTKH TPH MOMOIIM KOJIOHOYHOH (hid-xpoMaTorpaduu
(cunukarens, 12-100% sTuinaneraT B renTaHe) MOMYYald 9 MI YKa3aHHOTO B 3arOJIOBKE COCIUHEHHS (BBIXO
8%) B BHJIC MOPOIIKa OEJIOTo IBETA.

Mpumep 1, cmocod6  51.  5-{5-[(5-Meroxcunmpunun-2-mn)meTokcu|-1,3-6enzokcazon-2-ui}-N-
METWIMTUPHUINH-2 -KapOOKCaMUI.

oy AMP (500 MTI'm, AMCO) 9,34 (d, J =2,0 I'i, 1H), 8,97 (q, J = 4,8 I'y, 1H), 8,68 (dd, J = 8,2, 2,1 I'Ly,
1H), 8,31 (d, J =2,9 I', 1H), 8,23 (d, J =8,2 ', 1H), 7,77 (d, J =8,9 I';, 1H), 7,53 (d, J = 8,6 I'y, 1H), 7,51 (d,
J=2,5Tn, 1H), 7,44 (dd, J =8,6, 3,0 I'n, 1H), 7,17 (dd, J = 8,9, 2,5 I'u, 1H), 5,20 (s, 2H), 3,84 (s, 3H), 2,85 (d, J
=4,8 T, 3H). Tr(MET-YBDXX-AB-101) = 2,71 mun, (ES") (M+H)" 391.

Crieyromuii mpuMep MOIyJalld COTJIACHO croco0y 51, onmrcaHHOMY BHITIIE.

Tab6muma 52
TIpn Crpykrypa Moa. Hassanue no Jannbie XKX-
M. macca IUPAC MC
5-{5-[(5-
METOKCHITHPH IHAH- Tr(MET-
/@j}_@_{o 2-un)merokcu]-1,3- | YBOXX-AB-
1 | e i =y w— | 390,39 OeH30Kca30I-2- 101)=2,71
So ! un}-N- munyT, (ESY) (M
METHIUPHANH-2- +H)* 391
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Cramust 1, cmoco6 52. N-{2-I'mapokcu-5-[(5-meTokcunupuauH-2-mwi)MeTokcu |penmn} -1-metnin-1H-
MMHa30J1-4-KapOoKcaMu 1.

K pactBopy 2-amuno-4-[(5-meTokcunmpuanH-2-nn)merokcu]denomna (50%, 300 mr, 0,61 mmons, momy-
YEHHOTO B COOTBETCTBHU cO crocodom 33) u 1-mermn-1H-umunazon-4-kapbonoBoir kuciotsl (85 wmr, 0,67
MMOJIb) B upuauHe (3 M) mobasnsumm 1-(3-(quMeTHIaMuHO )Iporii)-3-3TiikapooauuMuaa ruapoxiaopu (150
Mr, 0,78 MMOJIb) ¥ yKa3aHHYIO CMECh MepeMENIMBAII TP KOMHATHOM TeMIiepaType B Tedenue 18 4. PactBopu-
TeJbh YAUIIIA B BaKyyMe M OCTaTOK MepeHocwiau B atunanetart (200 mir), mpombiBamu Bomoi (50 M) U HACHI-
MICHHBIM COJIEBBIM pacTBopoM (50 mur), cynmwim Hal cyinbdaToM HATpus, GUIBTPOBAIH U KOHIEHTPHUPOBAIIH.
OcraTok pacTBOpsuTd B MeTaHose (50 Mi1) ¥ TIepeMeIBaId NP HArpeBaHWU ¢ OOpPATHBIM XOJIOIUIHLHUKOM B
TeueHue 2 aHe. [Tocie oxytakaeHnss HEOUUIISHHBIN MPOAYKT NpeaBapuTeILHO adcopOUpoBalii Ha HEOOIBIIIOM
KOJIMYECTBE CHJIMKATEIIS W 3aTEM OYHIIAIHU IPHU MOMOIIHM KOJIOHOYHOH (iam-xpomarorpaduu (cuimukarens, -
10% MeTaHOJ B STHJIALIETATE) C MMOJYyYEHHEM 25 MI' yKa3aHHOTO B 3arojloBke coeanHeHus (Bbixon 12%) B Buae
TBEpIOTO BemecTBa noutH 6enoro msera. T((METCR1278) = 1,35 mun (ES”) (M+H) " 355.

Cragus 2, cmocob 52. 5-[(5-Merokcunupumus-2-mi)MeTokcH|-2-(1-metmi-1H-umunazon-4-mn)-1,3-
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Gen3okcazona hopmuaT.

N-{2-T'unpoxcu-5-[(5-MeTokcunupuanH-2-ui)MeTokcH | pernn | -1 -metmi- 1 H-umunazon-4-kapbokcamun
(25 mr, 0,07 MMOITB) CYCTIEHAMPOBAINA B YKCYCHOM KHCJIOTe (1 MIJI) M HarpeBajid B MHKPOBOJHOBOHW TEYH MPH
temmieparype 200°C B Teuenne 40 muH. [locne oxmakaeHus JIETydre BEIIEeCTBA YIASIA B BAKyyME B OCTaTOK
pacnpenersii Mexay dtuianeratoM (100 MiI) ¥ HACHIIIEHHBIM BOJHBIM pacTBOpoM OmkapOoHaTa HaTtpus (50
Mi). OpraHudecke CIOW MPOMBIBAIA HACBHIIIEHHBIM COJIEBBIM pacTBopoM (50 Mu), cymmwim Haj cyibdarom
Maraus, GUIbTPOBAIH W KOHIICHTpUpoBaiu. [locie ounucTku npu noMoru npemnapatuBHoi BOYXKX (ameToHnT-
pun/Bona + 0,1% MypaBpHHAS KHCIIOTA) MOIyYaIH 8,6 MI' yKa3aHHOTO B 3aTOJIOBKE COeqMHEHUs (BBIXox 32%) B
BHUJIC TBEPJIOTO BEIIECTBA IIOYTH OEJIOTO LBETA.

Cragus 2, cmocob 52. 5-[(5-Merokcunupumus-2-mi)MeTokcu |-2-(1-metmwi-1H-umunazon-4-wmn)-1,3-
Oen3okcazona hopmuarT.

oy AMP (500 MI'u, AMCO) 8,33 (s, 1H), 8,30 (d, J = 2,9 I'y, 1H), 8,04 (d, J = 1,0 I'u, 1H), 7,83 (s, 1H),
7,60 (d, J =8,8 I'y, 1H), 7,51 (d, J = 8,6 ', 1H), 7,43 (dd, J = 8,6, 3,0 I'y, 1H), 7,33 (d, J = 2,5 ', 1H), 7,00
(dd, J = 8,8, 2,5 ', 1H), 5,15 (s, 2H), 3,83 (s, 3H), 3,76 (s, 3H). Tr(MET-YB2XXX-AB-101) = 1,96 mun, (ES")
(M+H)" 337.

Crienyromuii mpuMep MOIyJalld COTJIACHO cIoco0y 52, ONMMCaHHOMY BHIIIIE.

Tab6muma 53
[Tpum. Crpyxrypa Mo Hassanue no Hanasie XKX-MC
Macca TUPAC
5(5-
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Q e
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Cragus 1, cnoco6 53. 2-(ITupunun-3-nn)-1,3-0eH30Kca301-5-KkapOambaeru.

K nepememmBaemomy pactBopy [2-(mupunus-3-ui)-1,3-0eH30kcazon-S-mi]meranona (149 wmr, 0,66
MMOJIb, MTOJIy4€HHOTO B COOTBETCTBHHU cO crocodoMm 23) B Terparuapodypane (10 min) B atmocdepe asora 1o-
6asmsmn 1,1,1-tpuanerokcu-1,1-quruapo-1,2-6ensitonoxcon-3(1H)-on (307 mr, 0,72 Mmonb). YKazaHHYIO
CMech IIepeMEelINBalIM IIpU KOMHATHOH Temneparype B TeueHue 1,5 4. Cmech QMIbTpOBaIN M KOHIIEHTPUPOBA-
. OcTaTok pactupanu B quxjopmeraHe-meranoie (9:1, 5 mi) n punsTpoBai. OUIBTPAT KOHIEHTPUPOBAIN U
OYMINAIH TIPH TMOMOIIM KOJIOHOYHOH (amI-xpomaTtorpadun (cwiukarensb, 12-100% sTumanerat B TenTaHe)
noxydeHneM 152 Mr ykasaHHOTO B 3arojioBke coenuneHus (Bbixon 100%) B Buze mopomika 0enoro msera. oy
SAMP (500 MI'u, AMCO) 10,13 (s, 1H), 9,39 (s, 1H), 8,85 (d, J =4,8 I', 1H), 8,59 (d, J = 8,0 I'y, 1H), 8,41 (s,
1H), 8,06 (s, 2H), 7,69 (dd, J = 8,0, 4,9 T';, 1H). Tr(METCR1278) = 1,57 mun (ES") (M+H)" 225.

Cramus 1, cioco6 53. 5-Metokcu-N-{[2-(mupuana-3-ni)-1,3-0eH30Kca3051-5 -1 |METHIT } TUPUINH-2-aMHH.

PactBop  2-(mupumun-3-mn)-1,3-6eH30kcazon-5-kapbanpaeruna (50 wmr, 0,22 wmmomb) wu o 5-
MeTokcunupuanH-2-amuaa (30 mr, 0,25 mmons) B Tomyosie (5 mi1) oOpabaThiBadul ITUATHI 2,6-muMeTni-1,4-
JUTHAPOTIMPUINH-3,5-miKapOokcmiatoM (68 mr, 0,27 MMoib), THOMoueBUHOH (3 mr, 0,04 MMOJIB) ¥ MOJIEKY-
nsapHeIME cuTamu (4 A, 223 Mr) u ykasaHHYI0 cMech IlepeMenuBany npu Temneparype 70°C B arMocdepe a3oTa
B TeueHue 2 aneil. JJoOammsmu 2,6-aumeTwi- 1, 4-nuruaponupunut-3,5-mukapookcunar (40 mr, 0,16 MMonb) u
yKa3aHHYIO CMeCh nepeMerinBaiy mpu temneparype 70°C B teuenne Houu. [locie ¢puibTpoBaHus uepe3 ciioi
nenura (GUIbTPAaT KOHIEHTPHPOBAIN M OCTaTOK OYMINAIM TPH MOMOIIM KOJOHOYHOW (uII-XpoMaTorpaduu
(cunukarens, 20-100% >THinaneTaT B TeNTaHE) C MOJIYYEHHEM 72 MT YKa3aHHOTO B 3ar0JIOBKE COCTUHEHHMS (BBI-
x07 97%) B BHIE MOPOIIKA OYTH OEJIOTO IIBETA.

IIpumep 1, cmoco6 53. 5-Merokcu-N-{[2-(upuaua-3-min)-1,3-0eH30KCa30J1-5-11|METHI  TUPUIAH-2 -
aMUH.

Sy AMP (500 MI'u, AMCO) 9,34 (d, J = 1,9 ', 1H), 8,80 (dd, J = 4,8, 1,5 T'u, 1H), 8,52 (dt, J = 8,0, 1,9
I'm, 1H), 7,77-7,70 (m, 3H), 7,65 (dd, J = 8,0, 4,8 ', 1H), 7,44 (dd, J = 8,4, 1,3 I'y, 1H), 7,14 (dd, J = 9,0, 3,0
I'm, 1H), 6,79 (t, J = 6,1 I'u, 1H), 6,52 (d, J = 9,0 ', 1H), 4,55 (d, J = 6,1 T'm, 2H), 3,67 (s, 3H). Tr(MET-
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YBIXX-AB-101) = 1,49 mun, (ES") (M+H)" 333.
Crnenyromuii mpuMep MoIy4aiy COrJacHO croco0y 53, OMMMCAaHHOMY BEIIIIE.

Tab6muma 54
Ip Crpykrypa Mon. Hazsanue no JHannsie XKX-MC
UM. Macca IUPAC
5-Merokcu-N-
{[2-(mpunun-
Tr(MET-YBOXX-
o, 7\ 3-mn)-1,3-
H Y, AB-101)=1,49
1 = 4 W =N 332,36 | Genszokcazom- .
NN . munyT, (ESY) (M +
H)" 333
WI|METHI } TTHD
HIMH-2-aMUH
Crioco6 54.

Cxema crocoba 54

LT

OeH30KCca30I.

6-({[2-(ITupuamua-3-mn)-1,3-0eH30KCa301-5-WI|OKCH } METHIT ) TUpUANH-3-01 (50%, 59 mr, 0,09 MMouns, mo-
JTy4eHHBIH B COOTBETCTBHH CO CcIocoOoM 27), 4-(2-xmopatun)MopdonmHa ruapoxiopun (20 mr, 0,11 mmois) u
tonun kamus (15 mr, 0,09 Mmoib) pactBopsimi B 6e3BomHOM N,N-nmumetmwidopmamune (1 M), 100aBIsIN THII-
puna Hatpus (7 mr, 0,28 MMOJIb) ¥ yKa3aHHYIO PEAKIIMOHHYIO CMECH TIEpeMEeNTUBAIN NTPH KOMHATHON TeMIIepaTy-
pe B TedeHue 16 4. PeakionHy!o cMech HarpeBanu g0 Temnepatypsl 60°C B TeueHue 4 4. YKa3aHHYIO peaklu-
OHHYIO CMECh OXJIAXKJIA/IX 10 KOMHATHON TEMIIEPATyphl U PACHpeaessiii MexX Iy dTuianeraToM u sogoi (1:1, 10
MJI). BomHblii cioit axcTparupoBanu dtunarnetatoM (2 x 10 mi). OObeIMHEHHBIE OpPraHUYECKUE CIIOU MPOMBIBa-
1 BOJIO# (2 X 1 MIT), HACHIIIICHHBIM COJIEBBIM PACTBOPOM (2 MIT), CYIIHIIA HaJ CYJIb(aToM HaTpus, GUIBTPOBAIH
1 KoHIeHTpupoBaiy. [locie ouncTky npu nmomouy npenapatuBHoi BOXX (aneronurpun/sona + 0,2% ruapo-
KCHJI aMMOHHS) MOJIy4aId 2 MI' yKa3aHHOTO B 3arojIOBKE COECIMHEHHMs (BBIXOA 5%) B BHJE TBEpAOTO BELIECTBA

0eJI0ro LBeTAa.

IMpumep 1, cmocod 54. 5-({5-[2-(Mop¢onanH-4-nin)3ToKCH |IUpUANH-2-1I1 } METOKCH)-2-(TIMpUANH-3-1IT)-

1,3-0eH30Kca3o.

8y SIMP (500 MTI', IMCO) 9,32 (s, 1H), 8,80 (d, J = 3,8 I'y, 1H), 8,50 (dt, ] = 8,0, 1,9 ', 1H), 8,30 (d, J
=2,8 T, 1H), 7,73 (d, ] = 8,9 Ty, 1H), 7,65 (dd, J = 8.0, 4,8 Ty, 1H), 7,59-7,33 (m, 3H), 7,13 (dd, J = 8,9, 2,5
T, 1H), 5,18 (s, 2H), 4,17 (t, J = 5,7 Ty, 2H), 3,64-3,45 (m, 4H), 2,70 (t, J = 5,7 T, 2H), 2,49-2.41 (m, 4H).

M

AT

Tr(MET-YBDXX-AB-101) = 1,59 mun, (ES") (M+H)" 433.
Crienyromuii mpuMep MOIyJalld COTJIACHO croco0y 54, ONMMCaHHOMY BHIIIIE.

O
~ N0

O

Tab6muma 55
TIpu Crpyxrypa Moxn. | Hassarme mo IUPAC Hannbre XKX-
M. Macca MC
5-({5-(2-(mopdommn-
) Tr(MET-
" VYBOXX-AB-
¢ N | 4324 | wn)sToxcu|mupuauH-
TR I N /C[’>_Q 101)=1,59
K/"\/\ |+ 7 2-WJT} METOKCH )-2-
¢ munyT, (ESY)
(mupuaua-3-mn)-1,3-
(M +H)" 433
6eH30KCca30
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Cnocob 55.
Cxema crocoba 55

N\

0 0, /OH \\ B o ;
> . o - .
o J \u/©i/>_ AT CTam 2 ~ O V4 Q

Cragmsa 1

N\\ N\\ B
o

Lo}
0 08
Crazea 3 o Y Craaus 4 /@(\ﬂ
N

Cranus 1, cioco0 55. (5-Metokcu-1-6en30dypan-2-1i1)00poHOBast KHCIIOTA.

2,5 M pactBop H-OyTHJUIMTHS B TekcaHax (2,8 mu, 7,00 MMoOJNb) MEIJICHHO J00aBJsUTM K PacTBOpPY 5-
MeTokcH-1-6en3odypana (1,0 T, 6,75 MMonb) B cyxoMm TeTparuapodypane (15 mur) mpu Temmeparype -78°C B
atMocdepe azota. [locne 1 4 mepemermmBanus mpu Temmeparype -78°C 1Mo KarisaM J00aBIsITA TPUUZOTIPOTTHII-
oopar (3,12 mu, 13,5 MMOIb) M YKa3aHHYIO CMECh TepeMelmuBaiM B TeueHHe 30 MHUH TpU TemIeparype
-78°C. baHIO ¢ CyXuM JIJIOM yIaJsUTH, T0OABISIN 2 M BOAHBIH pacTBOp COJSHOW KHUCIOTHI (20 MIT) M yKa3aH-
HYIO CMECh HarpeBaJid 10 KOMHATHOW TeMIIepaTyphl MpH MEpEeMEIINBAaHIN B TCUCHHE HOYM. YKa3aHHYIO peak-
IIMOHHYIO CMECh BBUIMBAIN B BOIY (25 MIT) B OKCTparupoBaiu TUATHIOBEIM dhupoM (3 x 20 muin). ObbeauHeH-
HBIE OpraHMYECKHE SKCTPAKTHI TPOMBIBAJIM HACHIIIEHHBIM COJIEBBIM pacTBOpoM (20 mir), Cymmiu Haja cynbga-
TOM Marfusi, QUIBTPOBAIN M KOHLEHTPUPOBAJIH IIPU IIOHWKEHHOM JaBiieHnH. JloOasisum nuxinopmerad (20 M)
M yKa3aHHYIO CMECh HOJABEpTralHl YJIbTpa3ByKoBoH o0paboTke B Teyenne 10 MuH. [y MOJHOTO pPacTBOPEHHS
TBEPABIX BEIIECTB A00ABISIIM MUHMMAIbHOE KOJIMYECTBO MeTaHoJsa (MIpUMepHO | M) M pacTBOp MOABEPrasiv
yIBTpa3ByKoBoil o0padotke B Teuenue 10 muH. obamsiim rentan (20 Mi1) ¥ OCak/ICHHbBIE TBEP/bIE BEIECTBA
coOMpay NMpy NOMOIIN BaKyyMHOTO (PMIIBTPOBAHMS U CYIIMIN B BaKyyMe B T€UeHHE 2 4 C IosydeHueM 476 mr
YKa3aHHOTO B 3arojIOBKe coeAnHeHUs (BbIXon 37%) B BHIE TBEpAOro BeliecTBa Oenoro msera. oy AMP (500
MTI'n, AMCO) 8,53 (s, 2H), 7,46 (d, J = 8,94 I'y, 1H), 7,39 (s, 1H), 7,19 (d, J = 2,51 I'n, 1H), 6,93 (dd, J = 2,60,
8,92 I'm, 1H), 3,78 (s, 3H).

Cramus 2, cioco6 55. 2-bpom-6-(5-meTokcu-1-6eH30¢ypan-2-mr)0eH30HUTPHIL.

Cmech  (5-merokcu-1-6em3odypan-2-un)dooponoBord kumcnotrel (156 wmr, 0,813 wmwmomns), 2-OGpom-6-
tionbenzonutpmia (250 mr, 0,81 Mmmonp) u 2 M pactBopa kap6onarta Hatpus (0,82 mur, 1,64 mmons) B N,N-
nmumeTmihopmamue (10 mim) moxBepramu o6paboTKe YIbTPa3ByKOM B MOTOKE a3oTa B TeueHue 20 muH. J{o6aB-
s koMruteke [1,1'-6uc-(mudenundocuno)deppoueH|muxnopnamtaguii(Il) ¢ auxnopmeranom (50 wmr, 0,14
MMOJIb) ¥ YKa3aHHYIO CMeCh IepeMernuBaiu npu temmeparype 70°C B Teuenue 2 4. Ilocne oxnakaeHus cMech
no6asisiu K Bozte (100 mun) u HackieHHOMY cosieBoMy pacTBopy (100 mir). CMech SKCTparnpoBaiii dTHIIaLeTa-
ToM (3 x 100 mur), 00 BEAMHEHHBIE YKCTPAKTHI POMBIBAIIM HACHIIIICHHBIM COJIEBBIM pacTBOpoM (50 mir), Cymmmm
HaJl cyib(aToM Maruus, GUIBTPOBAIN U KOHLEHTpUpOBaiH. [locie 04ncTKY IpH MOMOIIH KOJOHOYHOH (uIdI-
xpomarorpaduu (cwirkarens, 0-50% sTHaneraT B renTaHe) NoxyJain 168 Mr yka3aHHOTO B 3ar0JIOBKE COCTU-
HeHus (BbIxon 37%, uuctota 82% mo BOJXKX) B BuIe TBepIoro BeliecTBa MOYTH OEJIOro IBeTa, KOTOPOE HEmo-
CPE/ACTBEHHO HCIOJIB30BalM Ha cienylomei cragun. OOpasen ouYuIIaid Ipu MOMOIIM npenapatuBHoi BOXKX
(aueroruTpmi/Boaa + 0,1% mypaBbuHas kuciota). Oy AMP (500 MI'u, IMCO) 8,09 (d, J = 8,0 T'u, 1H), 7,93
(d, J=8,0T', 1H), 7,76 (t, J = 8,1 I'n, 1H), 7,70 (s, 1H), 7,58 (d, J =9,0 I';, 1H), 7,32 (d, J = 2,6 'y, 1H), 7,02
(dd, T=9,0,2,6 T, 1H), 3,81 (s, 3H). Tr(MET-YBD2XX-AB-101) = 5,45 mun, (ES") (M+H)" 328/330.

Cramus 3, crioco6 55. 2-bpom-6-(5-ruapokcu-1-6eH30dypaH-2-11)0CH30OHUTPHIL.

1 M pactBop Tpubpommuaa 6opa B auxiopmetane (2,0 mii, 2,0 MMOJIb) JOOABIISIIH IO KaIJIsAM B TeUCHHUE 5
MHH K TIEpEMEIIMBAEMOMY PacTBOpPY 2-0pom-6-(5-merokcu-1-6en3odypan-2-mn)oenzonurpuia (0,13 1, 0,39
MMOJIb) B IuxjiopMeTrane (15 mur) mpu KOMHATHOH TemrepaType U TOMydeHHBIH pacTBOP MEPEMEIINBaIN B TeUe-
Hue | 4. Peaknmonnyro cMech racmim gobasieHreM MeraHoina (5 mir). PacTBopureny BrIapuBaiy ¢ HOJIyYeHHU-
em 0,12 r yka3aHHOTO B 3aroJIOBKE COeAMHEHUs (BBIXOZ 77%) B BHIE TBEPIOTO BEIIECTBA OCKEBOTO IIBETA. Oy
SAMP (500 MI'n, xnopodopm) 8,05 (d, J = 8,12 I'y, 1H), 7,70 (s, 1H), 7,66 (d, J = 7,23 ', 1H), 7,53 (t, J = 8,08
I'y, 1H), 7,40 (d, J = 8,80 I', 1H), 7,06 (d, J =2,54 I', 1H), 6,91 (dd, J = 2,57, 8,81 ', 1H).

Cragus 4, cnocob 55. 2-bpom-6-{5-[(5-MeTokcunupuauH-2-mwiMeTokcu]- 1 -6ensopypan-2-
W1} OEH30HUTPHIL.

K nepemenmmBaemomy pactBopy 2-0pom-6-(5-ruapokcu-1-6enzodypan-2-mn)densonurpmwia (0,12 T, 0,38
MMOJIb) U 2-(XJIopMeTHi)-S-MeTokcunupuanHa ruapoxiopuna (0,07 r, 0,38 mmons) B N,N-mumeTundopmamue
(8 M) B atmocepe azota mo moprmsaM nodasmsm ruapun Hatpus (60% B mMuHepansHOM Macie, 0,03 T, 0,84
MMouTb) Tipu Temrieparype 0°C. PeakMOHHOH CMeCH OCTaBISUTH HArpeBaThCS IO KOMHATHOW TeMIepaTyphl U
MepeMeuBaIn B TeueHue 48 4. YKa3aHHYIO0 CMeCh TaCHIIU BOJOW (4 MJI) U paCTBOPHUTEH YyAASUIH B BaKyyMe.
OcraTok pacnpenersu Mexay dTunaneratoM (150 mur) u Bomoit (150 M) 1 BOAHBIH CIIOH SKCTParupoBaiu dTH-
nanetatoM (3 x 100 mur). OObeTMHEHHBIE OPTaHUYECKUE YKCTPAKTHI MPOMBIBAIHM HACKHIIICHHBIM COJIEBBIM pac-
TBOPOM (2 x 20 M), cymmin Haj cyiabdaTtoM MarHus, GUIBTPOBAIM U KOHLEHTpupoBaid. [locie ouncTky npu
oMoty npenapatusHoil BOXKX (ametonutpmin/Boxa + 0,2% ruppokcu aMMOHHS) TTOTydand 29 MI yKa3aHHO-
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TO B 3ar0JIOBKe coeAnHeHus (BbIxox 17%) B BU/ie KpUCTAIIIMYECKOTO TBEPIOTO BELIECTBA OEIOTO0 1BETA.

ITpumep 1, cmoco6  55.  2-bpom-6-{5-[(5-MeToKCcHUIMpPUANH-2-WIT)METOKCH]-1-OeH30¢hypan-2-
W1} OCH30HUTPUIL.

Sy SAMP (500 MI'u, AMCO) 8,31 (d, J =2,9 I'y, 1H), 8,10 (d, J = 8,0 T'u, 1H), 7,94 (d, J = 8,1 'y, 1H),
7,77 (t,J = 8,1 I'y, 1H), 7,70 (s, 1H), 7,61 (d, J = 9,0 T'u, 1H), 7,52 (d, J = 8,6 I', 1H), 7,48-7,36 (m, 2H), 7,12
(dd, J = 9,0, 2,6 Ty, 1H), 5,16 (s, 2H), 3,84 (s, 3H). Tr(MET-YB2)XX-AB-101) = 4,12 mun, (ES") (M+H)"
437/439.

Creyromuii mpuMep TMOIyJalld COTJIACHO CIoco0y 55, OMMCaHHOMY BHIIIIE.

Tabmuna 56
Ip Crpykrypa Mon. Hassanue no Hannere XXX-MC
UM Mmacca IUPAC
2-6pom-6-{5-[(5-
N ! TH(MET-YBXX-

METOKCHITNPHIANH
a 435, AB-101)=4,12
1 O Y, Q -2-MIT)METOKCH -
S o 27 muHyT, (ES') (M +
| 1-6enzodypan-2-

S H)* 437/439
71} GEH30HUTPHIT

Cnocob 56.
Cxema crocoba 56

\\ Cl

+ /N —_ YV \_ 7
. ey o9 &N

Cramus 1 N

Cramus 1, cmoco6 56. 4-(5-{5H,6H-Umuna3zo[2,1-b][1,3]Trazon-3-mimerokcu }-1-6eH30pypan-2-
W) TAPUINH-3-KapOOHUTPHIIA THAPOXIOPHU]L.

K cmecu 4-(5-ruapoxcu-1-6en3odypan-2-wn)nupuaui-3-kapoonutpuia (150 mr, 0,63 MMoIb, MoTy4eH-
HOTO B COOTBETCTBHH CO crocobom 9), 3-(xmopmetwn)-SH,6H-umunazo[2,1-b][1,3]tnazona (170 mr, 0,97
MMoJIb) U Hoauaa kamust (10 mr, 0,06 mmois) B N,N-gumetrndopmamume (10 mi) 1oOaBisiiid THIPHI HATPUS
(60% B MuHepansHOM Macie, 90 mr, 2,25 MMoIb). YKa3aHHYIO CMeCh IIEpEMEIINBAIN B TEUEHUE 3 U MPH KOM-
HaTHOHM TeMImeparype, 3aTeM g00aBiisuii B cMech Boabl (150 mir) u HacklmeHHOTO cojieBoro pactsopa (150 mi),
3aTeM dKCTparupoBaiu sTmianetatoM (4 x 100 min). OO0beAMHEHHBIE OPTAaHMYECKHUE SKCTPAKTHI MPOMBIBAIH Ha-
CBIIIEHHBIM COJIEBBIM pacTBopoM (100 M), cymminm Haz cynbhaToM MarHus, GUIBTPOBAIN M KOHIEHTPUPOBa-
. Ocrarok nepeHocwin B Metanout (30 mut) u gobasisuin 1 M pacTBop comstHON KUCTOTHI (3 MIT), 3aTeM ynaus-
1M JeTydne BemiecTBa B BakyyMme. Ocratok pactupanu ¢ JJMCO:Bona (3 mi, cmech 4:1) ¢ nonyuennem 19 mr
YKa3aHHOTO B 3aTOJIOBKE COSAMHEHH (BBIX0 7%) B BHIE€ KPUCTAUTMYECKOTO TBEPIOTO BEIIECTBA OYTH OEIOro
I[BETA.

IIpumep 1, cmoco6 56. 4-(5-{5H,6H-Umunazo[2,1-b][1,3]Trazon-3-mimerokcu }-1-6eH30dpypan-2-
W) TAPUINH-3-KapOOHUTPHIIA THAPOXIOPHU]L.

Sy SAMP (500 MI'u, AMCO) 9,68 (s, 1H), 9,13 (s, 1H), 8,94 (d, J = 5,4 'y, 1H), 8,08 (d, J = 5,4 I'y, 1H),
7,96 (s, 1H), 7,70 (d, J =9,0 I'y, 1H), 7,55 (d, I =2,6 I'n, 1H), 7,21 (dd, J = 9,0, 2,6 I'u, 1H), 7,06 (s, 1H), 5,17
(s, 2H), 4,48 (dd, J = 11,2, 8,2 I', 2H), 4,31 (dd, J = 11,2, 8,2 I'u, 2H). T((METCR1416) = 2,96 mun (ES")
(M+H)" 375.
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Crnenyromuii mpuMep MoIy4aiy COrJacHO croco0y 56, OIMMMCAaHHOMY BEIIIIE.

Tabmmma 57
TTpum. CrpykTypa Mon. Hassanue no Hanrere XXX-MC
Mmacca IUPAC
4-(5-{5H,6H-
"\\ nMraasol2,1-
o b][1,3]rnazoxn-3- Tr(METCR1416) =
N
1 /%’/\o / — 374,42 | wunmerokcu}-1- | 2,96 munyt (ES') (M
s
}{/N Genzodypan-2- +H)* 375
L

WI)IUPUIUH-3-

KapOOHUTPHUIT

Cnocob 57.
Cxema crocoba 57

Br
NH, .
o LSOO
o SH Cragus 1 o s — Cramms 2

H/©:;\>_© Cramms 3 Owo/@s —

Cramus 1, cioco6 57. 2-(3-bpomnupuaun-4-mi)-6-MeToKCcH- 1 ,3-0€H30THA301.

2-AmuHO-5-MeTokcuben3on-1-tuon (80%, 1 r, 5,15 mmons, ommcanusiii B J. Med. Chem., (2003) 46,
2740), 3-6pomnupunuH-4-kapoansaerus (0,98 T, 5,26 Mmonb) u MetabucyabpuT Hatpus (1 T, 5,26 MMoIIB) pac-
TBOPSUTA B O€3BOAHOM JMMETHICYJIb(okcuae (5 mir). PeakiiMoOHHYIO CMECh MepeMENIMBalN MPH TEMIIEPATYpPe
120°C B Teuenne 2 4. YKa3aHHYIO CMECh OXJIKIAIN 0 KOMHATHON TeMIepaTyphl U 00aBisui Boxy (100 mo).
IomyuyeHHBIH YepHBIN 0CaTOK OT(HUIBTPOBHIBAIN M MPOMBIBATH BOIOM. OcaloK pacTBOPSUTU B TUXJIOPMETAHE.
CyCreH3H1I0 IpOIyCKaId Yepe3 CION CHITUKAreis. Y Ka3aHHbBIH CI0H MPOMBIBAIIU TUXJIOPMETAHOM C MTOTyYCHHEM
1,123 Mr yka3aHHOTO B 3aroJIOBKE COCTUHEHUS (BBIX0I 68%) B BUJIC TBEPAOTO BemIeCTBa (PHOJICTOBOTO IIBETA.

Oy SAMP (500 MI', AMCO) 8,99 (s, 1H), 8,71 (d, J =5,0 'y, 1H), 8,13 (d, J = 5,0 'y, 1H), 8,07 (d,J=9,0
I'y, 1H), 7,83 (d, J=2,0 I'n, 1H), 7,23 (dd, J = 8,9, 2,2 ', 1H), 3,88 (s, 3H). T((MET-YB3XX-AB-101) = 3,57
muH, (ES") (M+H)" 321/323.

Cranus 2, cioco6 57. 2-(3-bpommupuana-4-mn)-1,3-6eH30THa301-6-011.

K cycnensun 2-(3-6pommupuana-4-un)-6-metokcu-1,3-6en3otrazona (200 mr, 0,62 MMOITb) B TUXIIOpME-
tane (6 M) moOaBysn TpuOpomua 6opa (1 M pactBop B auxsopmerane, 2,80 mi, 2,80 MMOJIB) U YKa3aHHYIO
CMeCh TIepEeMEIUBAIH NP KOMHATHOW TemIeparype B TeueHue 24 4. PeaknmnoHHyI0 cMech racwim Bojon (10
MJT), HEHTPATM30BBIBAIIN IIPH TIOMOIIIH TBEPAOTO THAPOKapOoHaTa HATPHs (6 MMOJIb) H SKCTPArHPOBAIIA PACTBO-
poMm muxnopmeran:aTanod 4:1 (3 x 20 mu). Opranndeckue ciion 0ObeIUHSIN, TPOMBIBAIN BoaoH (20 M), cy-
WM HaJA CyTb(haToM HATpHs, GIIBTPOBAIN M KOHICHTpHpOoBaIH. OCTaTOK OYMIIAIH MPH ITOMOIIN KOJIOHOY-
HOH (mI-xpomatorpadun (cunukarens, 0-100% stunanerat B Tomyoue, 3ateM 5-20% MeTaHOI B ATHJIALIETaTe,
3areMm 0-30% MeTaHON B TUXJIOpPMETaHe, 3aTeM arleTOHUTpri). CHIMKaresb n3 KOJOHKU MPOMBIBAIA PACTBOPOM
nmuxiopMeran:uzonponanon (4:1, 3 x 100 mn). [TomydeHnyro cycrneH3nto GpuiabTpoBad. OUIbTpaT 00BESTUHSIH
¢ (pakuusIMu, COACPKAIIMMHU yYKa3aHHOE B 3arOJIOBKE COCAMHECHHE, a 3aTeM KOHICHTpUpoBamu. OcTaTok pac-
TBOPSUTH B TOPSIYEM METAaHOJNIC W QIbTpoBaiiu. OUIBTpaT BRIICPKUBATH MPU KOMHATHOM TeMIlepaType B Teue-
Hue 18 4. Ocanok ¢pmisTpoBamm. 50 Mr yKa3aHHOTO BEIIECTBa ITOJBEPTajiH YJIbTPa3ByKoBOW oOpaboTke B 2 M
BOJIHOM pacTBOpE THUApPOKcHIA HAaTpus (5 Mi). YKa3aHHYI CMeCh MPOMBIBANIH dTianeraTtoM (5 mr). Bogayro
(hazy obpabaTpiBamy 2 M pacTBOPOM COJISTHOM KUCIIOTHI 10 pH 7 u skcTparupoBamu strinanetaroM (3 x 10 m).
Oprannyeckue CIOM OOBEAWHSIIN, CYIIWIN Hall CylIb(aTtoM HaTpus, GUIBTPOBAIM U KOHIEHTpUpoBamu. OcTa-
TOK pacTUPaIM B TOPSYEM ITHIIANCTATE U (PUIBTPOBAIHU C MONYUYCHUEM 5,4 MT YKa3aHHOTO B 3arOJIOBKE COCITH-
HeHus (BbIXo 3%) B BHJE TBEpIOTO BellecTBa OEI0ro 1BeTa.

Sy AMP (500 MI'u, AMCO) 8,97 (s, 1H), 8,69 (d, J = 5,0 I';, 1H), 8,11 (d, J = 5,0 'y, 1H), 7,98 (d, J = 8,8
'y, 1H), 7,50 (d, J = 2,2 Tu, 1H), 7,08 (dd, J = 8,9, 2,3 T'u, 1H). Tr(MET-YBDXXX-AB-101) = 2,67 mun, (ES")
(M+H)" 307/309.

Cramus 3, cioco6 57. 2-(3-bpomnupuan-4-min)-6-[ 2-(MopdoauH-4-m1)3TokcH |- 1,3-0e H30 THA30JT.

2-(3-bpommupuaua-4-min)-1,3-6en30THazon-6-o1 (35 mr, 0,11 Mmois), 4-(2-x510paTHIT)MOPPOTHMHA THIPO-
xyopun (23 mr, 0,13 Mmmons) 1 kapOonat kanus (55 mr, 0,4 MMOJIB) TIepeMenTuBaI P KOMHATHON TeMIIepaTy-
pe B N,N-gumerunpopmamune (1 mir) B Teuenue 16 4. YkazaHHyI0 cMech HarpeBaimu 1o Temmeparypbl 80°C B
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TeueHne 2 4. CMech OXJIaKAaIn 0 KOMHATHOM TemrepaTypsl n pobasisum Bogy (10 mur). YkasaHHYIO cMech
JKCcTparupoBaiy dTmianeratoMm (3x5 mur). OpraHudeckue CIOu OOBEAWHSIIN, TPOMBIBAIA HACBHIIIEHHBIM COJIC-
BBIM pacTBOpoM (5 MIJI) M BEINApHBAIM B Bakyyme. llocie OYUCTKH TpPH MOMOINU KOJOHOYHOW (hIdII-
xpomarorpaduu (cwiukarens, 0-50% sTHaneTaT B IUXJIOPMETAHE, 3aTeM 5% METaHON B AUXIIOPMETAHE) MOITY-
yanu 36 MT yKa3aHHOTO B 3ar0JIOBKE COSTMHEHUS (BBIX0 75%) B BUE TBEPAOTO BEI[ECTBA OEJIOTO IIBETA.

IIpumep 1, crioco6 57. 2-(3-bpommupuana-4-mn)-6-[ 2-(MopdonuH-4-mn)dToKCcH |- 1,3-6eH30THA30JI.

Sy SIMP (500 MI'n, xnopodopm) 8,91 (s, 1H), 8,63 (d, J =5,1 I'n, 1H), 8,12 (d, J =5,1 I'n, 1H), 8,04 (d, J
=9,0Tu, 1H), 7,42 (d,J =23 I'y, 1H), 7,18 (dd, J = 9,0, 2,5 I'n, 1H), 4,26 (s, 2H), 3,79 (s, 4H), 2,92 (s, 2H),
2,67 (s, 4H). T(MET-YBD2XXX-AB-101) = 1,59 mun, (ES") (M+H)" 420/422.

Crieyromuii mpuMep MoIyJalid COTJIACHO CIoco0y 57, ONMMCaHHOMY BHIIIIE.

Tab6muma 58
TTpum. Crpykrypa Mou. Hazpanue no Hannpe XXKX-MC
Mmacca IUPAC
2-(3-

OGpoMmupuIuH-4- Tr(MET-YB3OXX-

L H)-6-[2- AB-101) = 1,59
1 O o~ /C[.}_@” 420,32 (mMop(onun-4- munyT, (ES+) (M +

HI)RTOKCH]-1,3- H)+ 420/422
6eH30THazon

Croco06 58.
Cxema crocoba 58

D jeela
;“/j ' B'/©[N/>_Q Craus 1 >r°\n/"‘\)N S

Cramus 1, cmoco6 56. tper-bByrun  4-[2-(nmupuans-3-mn)-1,3-6eH30KCca3051-5-m|nunepasus-1-
KapOOKCHJIaT.

B repmeTnyHO 3aKphITYI0 IPOOHPKY 3arpyxanu S5-6pom-2-(tmmpuanH-3-nn)-1,3-6en3zokcasoin (200 mr, 0,73
MMOJIb), TPET-OyTHI MuTiepa3uH-1-kapookcmnat (162 mr, 0,87 MMois), kapOoHaT 1e3us (568 mr, 1,74 MMob),
[2',6'-6mc-(Tiponan-2-mmokcH ) ondennn-2-wi | (auiukinorekcun)pocdan (17 mr, 0,04 Mmonb) u TeTparuapodypan
(5 mu). PeaknmoHHYIO CMECH JeTa3upOBaIIM MPOyBaHHEM a30ToM B TeueHre 20 MuH. J[o0aBIsn areTar najia-
qusi(IT) (8 mr, 0,04 MMOJTB) M YKa3aHHYIO PEAKITMOHHYIO CMECh ITePEeMEIINBalIi B TEUCHUE HOUH MPU TeMIIepaTy-
pe 70°C. PeaknmoHHYIO CMECh OXJIaXKAAIN 10 KOMHATHON TEMIEpaTypsl U paclpelelsia MEX Iy dTHIALETaTOM
(15 M) u Bogo#t (15 mir). BonHslii cioit oTaensy ¥ 9KCTparuposany stuwianeraroM (2x15 mir). O6bennHeHHbIE
OpPTaHUYIECKHE SKCTPAKThI CYIIMIN HaJ CyJlb(haToM HaTpHs, GUIBTPOBANN U KOHIEHTpUpoBaiu. Ilocine ouncTku
TIPY IOMOIIM KOJIOHOYHOH (am-xpomarorpadun (cummkarens, 10-100% sTumarerar B rentade) noiayvann 235
MT YKa3aHHOTO B 3arojIOBKE COeJUHEHNs (BBIX0A 85%) B BHJIE OPOIIKA YKEITOTO I[BETA.

Mpumep 1, cmoco6 58. Tper-byrun  4-[2-(mupuann-3-un)-1,3-6eH30KCca3051-5-mi|nunepasus-1 -
KapOOKCHJIaT.

du SAAMP (500 MI'u, AMCO) 9,32 (d, J = 2,1 ', 1H), 8,79 (dd, J = 4,8, 1,6 'y, 1H), 8,50 (dt, J = 8,0, 1,9
I'y, 1H), 7,68 (d, J =9,0 T'u, 1H), 7,64 (dd, J = 8,0, 4,8 'y, 1H), 7,35 (d, J =2,4 T'u, 1H), 7,17 (dd, J = 9,0, 2,4
', 1H), 3,49 (d, J = 4,9 T, 4H), 3,16-3,09 (m, 4H), 1,43 (s, 9H). Tr(MET-YB2XX-AB-101) = 3,5 mun, (ES")
(M+H)" 381.
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Crnenyromuii mpuMep MoJIy4aiy COrJacHO croco0y 58, ormucaHHOMY BEIIIIE.

Tabmuma 59
TTpum. CrpykTypa Mon. Haspanue mo Hannsie XKX-MC
macca TUPAC
mpem-6yTun 4-[2-
o — ( 3.1) Tr(MET-YBOXX-
TUPUIRH-3-1I)-
N@[)_@ P AB-101)=3,5
1 Q 380,44 | 1,3-6enzokcaszon-5-
OTN munyT, (ES) (M +
ﬁ/ i w1 |nanepasus-1-
H)* 381
KxapOoxcuIar
Cnoco0 59.

Cxema crocoba 59

Cramus 1, cnoco6 59 5-[2-(TTupuaun-3-mn)-1,3- 6eH30Kca3on—5 -WJT|TUpa3uH-2-01.

5-(5-Merokcumnupaszun-2-un)-2-(mupuanH-3-mn)-1,3-6er3okcazon (344 mr, 0,96 MMomb, MONyYCHHBIH B
COOTBETCTBHHM cO crocobom 8) u omun Hatpust (216 wmr, 1,44 mmonb) cycniennupoBanu B aneronurpuie (30
M), no6aBisn Xaop(TpuMerwin)cunal (182 Mk, 1,44 MMoIb), yKa3aHHYIO PEaKIHOHHYIO CMECh T'€pPMETHIHO
3arevyaThlBaIN U NepeMEIINBaIK IPYU KOMHATHOU TeMiepatype B TedeHue 60 u. PeaknnonHyro cMech HarpeBaiu
Jo temnepatypsl 70°C B TedeHue § 4. PeakunoHHy0 cMech IepeMelIuBalu pU KOMHATHON TeMmIeparype B
TedeHue 15 4. PeaknmoHHy0 cMech QMIBTPOBAIN Yepe3 PHILTPOBATBHYIO OyMary U 0caJioK MPOMBIBAIH BOJOH
(10 M) m auaTHIIOBBIM 3¢upoM (2 x 10 mir). TBeproe BemecTBO BHICYIINBAIM B BaKyyMe ¢ noiyderneM 220 mr
YKa3aHHOTO B 3aroJIOBKe COeTUHEHNUS (BBIX0 78%) B BHIE TBEPAOTO BEIIECTBA KOPUIHEBOTO IIBETA.

IIpumep 1, crtoco6 59. 5-[2-(ITupunun-3-mn)-1,3-6eH30KCca305-5-11 |TUpa3uH-2-071.

Sy SAMP (500 MTI'u, IMCO) 12,67 (br, s, 1H), 9,38 (d, J = 2,1 I', 1H), 8,83 (dd, J = 4,8, 1,6 T'u, 1H), 8,56
(dt, J=38,0, 1,9 I', 1H), 8,38-8,24 (m, 1H), 8,20 (br, s, 1H), 8,16 (d, J = 1,1 I'y, 1H), 8,02 (dd, J = 8,6, 1,5 'Ly,

0

Cramus 1

1H), 7,88 (d, J = 8,6 'y, 1H), 7,68 (dd, J = 8,0, 4,8 I', 1H). Tr(MET-YB2XX-AB-101) = 1,88 mun, (ES")
(M+H)" 291.
Crieyromuii mpuMep MoIyJalid COTJIACHO croco0y 59, onmrcaHHOMY BHITIIE.
Tab6muma 60
IMpum. Crpykrypa Mon. Hazganue no Hannble XKX-MC
Mmacca IUPAC
5-[2-(mupuaun-3- | Tr((MET-YB3XX-
SN 13- AB-101) = 1,88
1 # />{> 290,28 n-l, )+ ’
”O/E\N | OeH30KCca30M-3- munyT, (ESY) (M +
W1 |upasH-2-0I1 H)* 291
Croco6 60.
Cxema criocoba 60

Cramns 1 ;sg;’
o -

~

Cranus 1, cioco6 60. 2-X10p-5-(2-MeTOKCHITOKCH ) TUPUMHTHH.

Craaus 2

2-XnoprnupumuauH-5-01 (200 mr, 1,53 mmons), 1-6pom-2-metokcudtan (0,158 mi, 1,69 Mmorb) u kap6o-
HaT Kanwst (423,5 mr, 3,06 MMoITs) cycnieHaARpoBaIM B 6e3BogHOM N,N-nmuMetmindopmamuzae (5 Mir) U HarpeBaJu
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1o temrepatypsl 50°C B atMocdepe azoTa B TedeHue 16 4. PacTBopuTenH ynamsuii B BAKYyME W OCTaTOK pac-
npenersu Mexy stunaneratoM (50 M) u Bogoit (30 M), BoaHyI0 a3y dKCTparupoBaid dTHiIaneTaToM (2 x
30 mu1) U 0ObEAMHEHHBIE OPraHUYECKUE SKCTPAKTHl MPOMBIBAIN HACHIIIEHHBIM COJEBBIM pacTBOpoM (20 mi),
CYIIMIN HaJ 0€3BOJHBIM CyIb(aToM HaTpHsl, PUIBTPOBAIM M KOHLICHTPUPOBAIH C MOJIy4eHHeM 244 Mr ykazaH-
HOTO B 3arojioBKe coeanHeHus (BbIxon 85%) B BuaE MOIYNpPO3payuyHBIX KPUCTAIUIOB MOYTH OEJOro ILBeTa. Oy
SMP (500 MI', IMCO) 8,55 (s, 2H), 4,37-4,21 (m, 2H), 3,78-3,59 (m, 2H), 3,30 (s, 3H). Tr(METCR1278) =
1,36 mun (ES") (M+Na)" 189.

Cramus 2, crioco6 60. 5-[5-(2-MeTOoKCHITOKCH ) TUPUMUIUH-2 -1 |-2 -(TupuarH-3-1i)- 1 ,3-0eH30KCa3011.

2-(Iupunun-3-nn)-5-(tetpamerui-1,3,2-auokcaboponan-2-nin)-1,3-6en3okcazon (205 mr, 0,57 mMMmoub,
TIOJTYYEHHBI B COOTBETCTBUU CO CTIOCOO0M 8), 2-x710p-5-(2-MeTokcudTOKCH ) mupumMuanH (119 mr, 0,63 MMoib)
1 2 M pactBop kapbonata HaTpus (0,57 M) cycneHaupoBaiii B 6e3BogHOM 1,4-nmrokcane (4 MiT1) U moaBeprain
00paboTke yIbTPa3ByKOM B IIOTOKE a30Ta B TeueHHe S5 wmwuH. JloGaBmsmm Terpakuc(TpudeHundoc-
¢ur)namnanuii(0) (33 mr, 0,03 MMOJIB) U YKa3aHHYIO PEaKLIIMOHHYIO CMeCh HarpeBay 1o temrepatypsl 110°C B
TeueHHe 6 4. YKa3aHHYIO PEaKIHOHHYIO CMECh OXJIaKAaIM JI0 KOMHAaTHOW TeMIlepaTyphl 1 KOHLEHTPUPOBAJIH B
BakyyMme. OcTaTok pacnpeaessiii Mexay dtiianeratoM (50 mur) u Bono# (50 mur). Bonnyro ¢asy skcTparuposa-
i dtrnaneTatoM (2 x 50 mur), oObeTMHEHHBIE OPTaHUIECKUE IKCTPAKTHI MTPOMBIBAINA HACHIIIEHHBIM COJIEBBHIM
pactBopoM (20 mut), cymminn Hajx Oe3BOJHBIM CYJIb(haToM HaTpHs, GHIBTPOBAIM M KOHIEHTpUpoBaiIn. OcTaTok
OYMIIAJIH TTPH TTOMOIIH KOJIOHOYHOH (umdIn-xpomaTorpaduu (cummkarens, 20% terparunpodypad B IUXIOpMe-
TaHe) ¢ mody4eHrneM 33,5 Mr yka3aHHOTO B 3aroJIOBKe coemuHEHHus (BbIXox 17%) B BHIE TBEPAOTO BEIISCTBA
Oemoro 1BeTa.

IIpumep 1, crtoco6 60. 5-[5-(2-MeTOKCUITOKCH ) TUPUMHIUH-2 -1 |-2-(THpuarH-3-10)- 1 ,3-0eH30KCa3011.

Sy SAMP (500 MI'y, IMCO) 9,39 (d, J =2,1 I', 1H), 8,83 (dd, J =4,8, 1,6 'y, 1H), 8,71 (s, 2H), 8,68 (d, J
=1,6 I'm, 1H), 8,64-8,52 (m, 1H), 8,47 (dd, J =8,6, 1,7 I'y, 1H), 7,94 (d, J = 8,6 ', 1H), 7,68 (dd, J =7,9, 4,9
I'n, 1H), 4,69-4,11 (m, 2H), 3,85-3,58 (m, 2H), 3,33 (s, 3H). Tr(MET-YB2XX-AB-101) = 2,85 mun, (ES")
(M+H)" 349.

Creyromuii mpuMep TMOIyJalid COTIacHO croco0y 60, onMCcaHHOMY BHIIIIE.

Tabnmma 61
Ip. CrpykTypa Moua. Hassanue no Hannbie XKX-MC

Macca IUPAC

o VAR 5-[5-(2-
j:l N/ = metokcuyTokcH)u | Tr(MET-YBOXX-AB-
2

& 348,36 | pumuans-2-ma]-2- 101) = 2,85 MuHyT,
H (mupuanH-3-1)- (ES") (M + H)* 349

- 1.3-6enszokcazon

Cnocob 61.
Cxema crocoba 61

o ox
/@ - : : i
N o M, —— RS o N)‘\@\4P
. | " |
\o/@‘(\ Crazus 1 ~ /CN(\ S A Cramus 2

\o/m Cramus 3 \O/O/\ \

Cranus 1, cnoco6 61. 6-®Ptop-N-{2-runpokcu-5-[(5-MeTOKCUIIUPUINH-2-1IT)METOKCH | peHIIT } TUpUIHH-3-
KapOOKCaMMI.

2-AmuHO-4-[(5-MeToKcUUpUANH-2-ua)MeTokcH |peHon (300 mr, 1,16 MMOJIb, MOTydEeHHBIH B COOTBETCT-
BUH co crocobom 33), 6-propmupuann-3-kapOoHoByro kucioty (180 mr, 1,27 mmoms) m 1-aTHn-3-(3-
JTUMETHUIAMAHOTIPOTIHIT)KapOoquumuia ruapoxiopun (244 mr, 1,27 mmons) cycnenaupoBanu B rupuanae (10
MJI). PeakImmoHHyI0 cMech MepeMelBail Mpu KOMHATHOW TemrepaType B TedeHue 60 4 B aTMocdepe azora.
PactBopuTenu ynansuii B BAKyyMe U OCTaTOK pactpenessuii Mexay dtwnamneratom (100 mur) u Bogoi (100 M),
BOAHYIO a3y dKCTparupoBajiu dTmianeTatoM (2 x 50 mir), o0beIMHEHHBIE OPTAHUIECKUE DKCTPAKTHI TIPOMBIBA-
JIM HACBHITIICHHBIM COJIEBBIM pacTBOpoM (20 mur), cymwin Haa 0e3BOTHBIM Cyib(aTtoM HaTpus, GUIBTPOBAIH U
KOHIeHTpupoBaiy. [locie oYMCTKM NpU MOMOIIN KOJIOHOYHOH Qudui-xpomarorpadun (cunukareis, 30-100%
STHJIALIETAT B renTaHe) Noiydand 278 Mr yKa3aHHOTO B 3ar0JIOBKE COeIMHEHHs (BBIXon 61%) B BHIE MOpOIIKa
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6enoro mseta. Tr(METCR1673) = 1,02 mun (ES") (M+H)" 369.

Cramusts 2, cmoco6  61.  5-{5-[(5-Merokcunupuaun-2-mn)meroxcu]-1,3-6eH3okcazon-2-mi}-1,2-
TUTHIPOTTAPUIAH-2-0H.

6-DTop-N-{2-TuapokcH-5-[(5-METOKCUTTUPHINH-2 -HIT)METOKCH |DeHUT } MUPHUINH-3 -kapOokcamuy (278 mr,
0,72 MMOJIB) CYCTICHAUPOBAIIM B YKCYCHON KHUCIIOTE (5 MII), YKa3aHHYIO pEaKIIMOHHYIO CMECh TOJBEPTAIH MHUK-
poBosHOBOMY 00mydeHuto (MomHOoCcTh 200 Bt, MmakcumyMm 250 dynT/KB.a10#M (pumepHo 1723,689 KIla)) npu
temmieparype 180°C B Teuenne 30 MuH. PeakimoHHYIO CMeCh MIOBTOPHO 00padaThIBaIN MUKPOBOJTHOBBIM H3ITY-
genueM npu Temneparype 200°C B Teuenue 3 4. PeakmoHHYIO0 cMech KOHIICHTPUPOBAJIH B BAKYyMe M OCTATOK
pacrpenensiii Mexly HachIIIEHHbIM pacTBopoM OnkapOonaTa Hatpust (50 mur) u stmanerarom (100 mi), Boa-
Hy10 (pa3y skcTparupoBanu dtmiamneratoM (2 x 100 mur), 0ObeIMHEHHBIE OpraHUYEeCKHe YKCTPAKTH TIPOMBIBAITH
pacconom (20 mur), cymmnn Hajx 0e3BOIHBIM Cynab(aToM HATpusl, QUIBTPOBAIM M KOHUEHTpHupoBanu. Ilocie
OYHCTKH TIPH MOMOIIM KOJIOHOYHOH (diu-xpomaTtorpaduu (cunukarenb, 0-15% MeTaHon B ITUXJIOpMeETaHe) H
nepexpucraumzamy 13 JAMCO (3 min) nomydanu 77,6 Mr yka3aHHOTO B 3arojioBke coequHeHHs (Bbxoq 30%) B
BHJIE TBEPIIOTO BemecTBa Oemnoro meera. oy SIMP (500 MI', IMCO) 12,23 (br, s, 1H), 8,30 (d, J =2,9 T'i, 1H),
8,21 (d, ] =2,4 I'n, 1H), 8,05 (dd, J =9,6, 2,6 I', 1H), 7,60 (d, J = 8,9 I';, 1H), 7,51 (d, J = 8,6 T'y, 1H), 7,43
(dd,J=8,6,3,0I'ny, 1H), 7,35 (d, J=2,5Tn, 1H), 7,02 (dd, J = 8,9, 2,5 ', 1H), 6,52 (d, ] =9,6 I'y, 1H), 5,16 (s,
2H), 3,84 (s, 3H). Tr(MET-YB2XXX-AB-101) = 2,14 mun, (ES") (M+H)" 350.

Cramus 3, cmoco6 61. 5-{5-[(5-MeTokcunupuauH-2-uin)MeTokcH|-1,3-6er30Kkca3zon-2-wmi } -1-metni-1,2-
TUTHIPOTTAPUIAH-2-0H.

5-{5-[(5-MeroxcunupuanH-2-mi1)MeTokcH]-1,3-6eH30kcazon-2-mi}-1,2-quruaponupuaua-2-on - (42 wr,
0,12 mmomp) m metun 4-HuTpobOeHzoncynbponar (28 wmr, 0,13 Mmonb) pactBopsuin B Oe3BogHOM N,N-
numeTrihopmamue (2 M) U IepeMeriBaii Ipu KOMHATHOM TeMIiepaType B TeueHune 5 MuH. JloGaBisum ruj-
pun Hatpust (60% B MEHEpaTEHOM Macie, 5 mr, 0,13 MMOITB) U yKa3aHHYIO PEeaKIIMOHHYIO0 CMECh ITePEMEIIHBATH
IpY KOMHATHOH Temneparype B TeueHue 2 4. PeakimoHHyr0 cMech pa30asisum Bojo# (15 mir) u skcTparuposa-
mu stunaneratoM (3 x 20 mur). OO0beAMHEHHBIE OPTaHUIECKUE SKCTPAKTHI MPOMBIBATN HACHIIICHHBIM COJIEBBHIM
pactBopoM (10 mur), cymmiam Hax Oe3BOAHBIM Cynb(haToM MarHus, GUIbTPOBaIM W KOHUEeHTpupoBaiu. [Tocie
OYMCTKH IIPH MOMOIIN KOJIOHOYHOH (himm-xpomarorpaduu (cuukareins, 20-80% npeaBapuTeIbHO CMEIIaHHBIX
terparuapodypan:THiIaneTaT 2:1 B renrane) ¥ NepeKpUCTAUTU3ALNH U3 dTaHOJA TTOJy4Yald § MI' yKa3aHHOTO B
3aroJioBKe coeuHeHus (Bbixox 19%) B BUIe MOPOIIKA ITOYTH OCIIOTO I[BETA.

IMpumep 1, cmocod 61. 5-{5-[(5-Meroxcunupunun-2-mn)MeTokcu|-1,3-6en3okcazon-2-ui} -1-metnn-1,2-
JTUTHIPOTTAPUIAH-2-0H.

Sy AAMP (500 MI'n, IMCO) 8,70 (d, J = 2,5 T'u, 1H), 8,30 (d, J = 2,9 I'y, 1H), 8,04 (dd, ] = 9,5, 2,6 I'L,
1H), 7,59 (d, J =89 I'y, 1H), 7,51 (d, J = 8,6 I'y, 1H), 7,42 (dd, J = 8,6, 2,9 I'y, 1H), 7,34 (d, J = 2,5 I'y, 1H),
7,03 (dd, J = 8,9, 2,5 I'i, 1H), 6,56 (d, J = 9,5 I'n, 1H), 5,16 (s, 2H), 3,83 (s, 3H), 3,57 (s, 3H). Tr(MET-
YB2XKX-AB-101) = 2,41 mun, (ES") (M+H)" 364.

Crienyrommye mpuMeps MOJTydalii COTJIACHO CIToco0y 61, omrcaHHOMY BHIIIIE.

Tab6muma 62
Tlp. Crpykrypa Mon. Hazsanue o Mannpie XXKX-MC
Macca IUPAC
5-£5-[(5-
METOKCUTTHPH THH-
2-IT)METOKCH |- Tr(MET-YB2XX-
/@u)_@° 1,3-Genzokcason- AB-101) =241
1 S ; { 363,37
- | P 2-un}-1-merun- | munyT, (ESY) (M + H)*
1,2- 364
JUTHPOTTUPHANH-
2-0H
5-{5-[(5-
METOKCUITHPH THH-
Tr(MET-YBDXX-
0 — 2-Un)METOoKCH] -
/@:)—& AB-101) =214
2 ‘ S ™ " " 349,35 | 1,3-6ensokcason- (ES") ( )
. MunyT, (E M+ H
Tor 2-mn}-1,2- ’
350
JMTHAPOTTHPUIKH-
2-0H
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Cnocob 62.
Cxema criocoba 62

—_

Craaus 2

Cramus 1, cioco6 62. 2-(ITupuaua-3-mm)-1,3-6eH30KCca301-5-01.

2-(Iupunuu-3-nmn)-5-(teTpameruin-1,3,2-aruokcaboponan-2-nin)-1,3-6enzokcazon (0,73 r, 1,58 MMoItb, o-
Jy9eHHBIH B COOTBETCTBHH CO CIocoOoM 8) pacTBopsun B TeTparuapodypane (10 mi) u Boze (10 mi), nodasis-
1 niep6opat Hatpust Terparuapar (0,61 r, 3,95 MMoIb) U yKa3aHHYIO PEaKIIHOHHYIO CMECh ITEPEMENINBAIIN IPU
KOMHaTHOU TemIiepaType B aTMocdepe a3ota B TeueHue 16 4. K peakunoHHO# cMecH 100aBIIsuI HaChIIIEHHBIH
pacTtBop xyopuna amMmmonus (30 MII) U IPOIYKT 3KCTparupoBaiy stunareraroM (3 x 100 mur), oObenuHEHHBIC
OpPTaHWYeCKHe IKCTPAKTHI MPOMBIBAIN HACBHINICHHBIM COJIEBBIM pacTBopoM (10 mur), cymmum Hax cynbparoMm
MarHusi, GUIBTPOBANIN U KOHIEHTPHpOBaIH. Ilocie OYMCTKH IPH MOMOIIN KOJIOHOYHOH (udmI-xpoMarorpaduu
(cunuxkarens, 20-60% sTunaneraT B renrase, a 3ateM 10% meraHon B guxjopMeraHe) moiaydanu 160 mr yka-
3aHHOTO B 3arojIoBKe coenHeHHs (BhIXox 48%) B BUE MOpOIIKa xenroro 1pera. oy AMP (500 MI't, IMCO)
9,61 (s, 1H), 9,31 (d, J =2,1 I', 1H), 8,78 (dd, ] = 4,8, 1,6 I'y, 1H), 8,49 (dt, J = 8,0, 1,9 I'u, 1H), 7,73-7,51 (m,
2H), 7,13 (d, J = 2,4 T, 1H), 6,89 (dd, J = 8,8, 2,4 T'ni, 1H). T((METCR1410) = 0,91 mun (ES") (M+H)" 213.

Cramus 2, cioco6 62. 5-[(5-bpommupuana-2-uin)MeTokcH |-2-(upuauH-3-wmi)- 1,3 -0eH30Kca3ol.

2-(Iupunuu-3-nmn)-1,3-6eH30kcazon-5-om (340 mr, 1,6 Mmmonb) u (5-OpoMrupuanH-2-uin)Meranon (349 mr,
1,76 MMonb) cycneHAHpoBad B 0€3BOTHOM TosryoJie (5 mir), MOOaBISIN ITHAaHOMETWICHTpHOyTHIhOoChOopaH
(0,63 M1, 2,4 MMOITb) 1 YKa3aHHYIO PEaKIIMOHHYIO CMeCh HarpeBasn 1o Temneparypbl 100°C B repMeTHYHO 3a-
KPBITOH NpoOupKe B TeueHHe 3 4. PeakIMOHHYI0 CMECh OXJIaXKIaJIu 10 KOMHATHOM TeMIIepaTyphl U pacTBOpPHTE-
JM yransum B Bakyyme. OCTaTOK pacTHPaIH ¢ AUITHWIIOBBIM 3(HPOM M FeNITaHOM U (QHUIBTPOBAIH C HOITydYCHUEM
541 Mr yka3aHHOTO B 3ar0JIOBKe coeTMHeHHs (BBIX0/ 87%) B BHJIE TBEPAOTO BellecTBA OEKEBOTO LIBETA.

[Mpumep 1, cnoco6 62. 5-[(5-bpomnupuane-2-un)metokcn |-2-(mupuanH-3-n)-1,3-6eH30Kcazoll.

oy SAMP (500 MI'u, AMCO) 9,47-9,17 (m, 1H), 8,80 (dd, J = 4,8, 1,6 I'n, 1H), 8,74 (d, J = 2,2 'y, 1H),
8,51 (dt,J=8,0,1,9 I'y, 1H), 8,11 (dd, J = 8,4, 2,4 ', 1H), 7,75 (d, J = 8,9 I'y, 1H), 7,65 (ddd, J = 8,0, 4,8, 0,7
I'y, 1H), 7,57 (d, J =8,4 'y, 1H), 7,49 (d, J = 2,5 T'u, 1H), 7,16 (dd, J = 8,9, 2,6 I'y, 1H), 5,26 (s, 2H). Tr(MET-
VB2XX-AB-101) = 3,44 mun, (ES") (M+H)" 382/384.

Crienyromye mpuMepsl MOJTydaii COTJIACHO CITOCO0y 62, OMMCaHHOMY BHIIIIE.

Tab6muma 63

TIpum. Crpykrypa Mo Hazsanue no Hansbie XXKX-MC
Macca IUPAC
5-[(5-
. 5 ) Tr(MET-YBOXX-
OMITHPHINH-2-
/@:/ & P P AB-101)=3,44
1 o 5 H =+ 382,22 | wi)Merokcu|-2-
| munyT, (ESY) (M +
e (nupuauH-3-1n)-
H)" 382/384
1,3-6eH30kcazon
|
s S-(nmupuanH-2- Tr(MET-YB2XX-
/@ Y. & HIMETOKCH )-2- AB-101)=23
2 = . N =" 303,32
\ (mupumun-3-wi)- | munyt, (ESY) (M +
\ N
1,3-6Genzokcazon H)" 304
|
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Cranus 1, cioco6 63. 2-®ennn-N-[2-(mupunus-3-un)- 1,3-0eH30Kca301-5 -1 |THPUITH-5-KapOOKCaMIT.

K mepemenmimBaeMomy pactBopy 2-(mupuiaun-3-mn)-1,3-0en3okcazon-5-amuna (100 mr, 0,47 MMOIB) B MU-
puauHe A00aBISLIM ATHKapboaumnmuna ruapoxiopua (91 wmr, 0,47 mMMoms) W 2-GeHWIMHPUMUIAWH-S-
KapOoHOBYIO kucioTy (95 mr, 0,47 mmois). CMech TiepeMelInBalid P KOMHATHOW TeMIiepaType B TeueHue 16
4. K peakimonnolt cMecn m106aBisi Boay (10 mi1) u momydanu ocamok. YKa3aHHBIA 0caqok cobupanu QuibT-
pOBaHHEM U CYIIWIN B IIeUd B TeueHHne 16 9 ¢ momyuerneM 157 Mr yka3aHHOTO B 3aTOJIOBKE COEIMHEHHS (BbI-
xo7 84%) B BHIE TBEPIOTO BEUIeCTBA KOPHYHEBOTO IIBETA.
ITpumep 1, crioco6 63. 2-Oennn-N-[2-(upuauH-3-1mi)- 1,3-0eH30Kca30I1-5-1il |THpUANH-5-KapOOKCaMUI.
oy AMP (500 MI'u, AMCO) 10,82 (s, 1H), 9,40 (s, 2H), 9,37 (s, 1H), 8,82 (d, J =4,6 ', 1H), 8,55 (d, J =
7,8 I'u, 1H), 8,49 (d, J = 6,5 I'y, 2H), 8,36 (s, 1H), 7,87 (d, J = 8,8 ', 1H), 7,79 (d, J = 8,8 I'y, 1H), 7,67 (dd, J =
7,7,5,0 T, 1H), 7,59 (d, I = 6,9 T'y, 3H). Tr(MET-YB2XX-AB-101) = 3,26 mun, (ES") (M+H)" 394.
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CJ'IG,HyIOIIII/Ie MMpUMEPLI NOJTYyHaJIn COIJIaCHO CHOCO6y 63, OIMMMCAaHHOMY BBIIIIC.

kapbokcaMu

Tabmuna 64
Ip. Crpykrypa Mon. Hassanue no Hannsie XKX-MC
macca IUPAC
B (MET-YBXX
’ r(MET- -
H /(j[}_@ (mupuuH-3-11)-
R W = AB-101) =3,26
1 ) 393,41 | 1,3-Gensoxcason-5-
W munyT, (ES") (M +
WI|IAPUAUH-5-
H)" 394

Y@)’L /@h}_Q

2 . " 393 41
| =

L

N-|2-(mupuaun-3-
un)-1,3-
OeH30KCca301-5-11]-
4-(MupuUMUIHH-2-

W )OeH3aMu

Tr(MET-YB3XX-
AB-101)=2,77
munyT, (EST) (M +
H)* 394
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N-[2-(mmpuaus-3-

wi|6eH3amu g

Tr(MET-YBOXX-
un)-1,3-
AB-101) =295
355,35 | 6enzokcazon-S-mil-
MmunyT, (ES*) (M +
1-6ensodypan-5-
H)" 356
KapOoKcamMu
1-meTnn-N-|2-
Tr(MET-YBOXX-
- g (mpuaus-3-1i)-
/@ AB-101) = 1,97
N . 319,32 | 1,3-6GeH30Kca301-3-
munyT, (ESY) (M +
ui]-1H-nupaszon-4-
H)* 320
KapOoKcaMu,g
4[(6-
METUIIHPA3HH-2- Tr(MET-YB2XX-
wi)okeu|-N-[2- AB-101)=2.92
423,43
(mupuTuH-3-11)- munyT, (ESY) (M +
1,3-6en30Kca3omn-5- H)" 424
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4-(penoxcumermn)-

N Tr(MET-YB2XX-
i /@: 3 7N N-[2-(mmpuaus-3-
. ¥ = AB-101) = 3,65
. " 421,46 wi)-1,3-
@/ munyT, (ES") (M +
6eH3okcazon-5-
H)* 422
w |OeH3amMu
1
2-penoxcu-N-|2-
Tr(MET-YBOXX-
@\ (mupuauH-3-11)-
PR . /RN AB-101) =331
}@ 408,42 | 1,3-Gensokcason-3-
‘ S " E ] 3 munyT, (EST) (M +
WJI|MUPUIAHUH-5-
# P H)* 409
KapOoKcaMu,g
|
. 4-ttmano-N-[2- Tr(MET-YBOXX-
/©[ )@ (mpuanH-3-11)- AB-101)=271
i 340,34
P 1,3-6ensokcason-5- | munyT, (ES') (M +
N
wi|Genzamug H)" 341
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6-MeTOKCH-N-[2-

a “ 7 N Tr(MET-YBOXX-
V. (mupuauH-3-1)-
= N . = AB-101)=3,24
9 - 346,35 | 1,3-6ensokcazon-5-
Xy munyT, (EST) (M +
WJI|TUPUAUH-2-
L H)* 347
KapbokcaMug
2-meTua-N-[2-
( 3oa) Tr(MET-YB2XX-
o - MU PUIUH-3-W1)-
/@[/ & P AB-101)=1,66
10 = H W = 330,35 | 1,3-Genzokcazon-5-
H " muHyT, (ES*) (M +
= wi|mupuuH-4-
H)" 331
KapOOKCaMu
3-merokcu-N-[2-
“ . Tr(MET-YB2XX-
o 2 RN (mupuanH-3-11)-
P AB-101) =236
11 = . " = 346,35 | 1,3-6ensokcazon-3-
| " munyT, (ESY) (M +
R AN |THpUIUH-2-
H)" 347
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4-meroxcu-N-|2-
( 3u) Tr(MET-YB2XX-
o . A PUAUH-3-UT)-
12 -~ =2 - i = 346,35 | 1,3-6eH30Kca301-5-
\ o " munyT, (ESY) (M +
W1 |TUPUIUH-2-
H)*" 347
KapOoKcaMu
|
4-ruapoxcu-N-| 2-
. ( 3om) Tr(MET-YBOXX-
MU PUAAH-3-11)-
e /@:/ & P AB-101)=1,91
13 3 W W =i 332,32 | 1,3-6Genzokcazon-5-
‘N " munyT, (EST) (M +
=, W |nUpUIUH-2-
H)" 333
KapOoKcaMu,g
3-MeTOKCH-N-[2-
Tr(MET-YB2XX-
(mpuans-3-mi)-
AB-101)=2,53
14 336,31 | 1,3-6eH3okca3on-5-
munyT, (ESY) (M +
ui)-1,2-okcazon-5-
H)"' 337
KapOoKcaMu g
5-MeToKCH-N-[2-
( 3o) Tr(MET-YBOXX-
o . MHPUIANH-3-1J1)-
15 T - W = 346,35 | 1,3-6ensokcazon-5-
g sy, (ES") (M +
n WI|mUpUAnH-3-
H)' 347
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Cramus 1, cioco6 64. N-(5-bpoM-2-ruapokcudenmn)- 1 -metmi- 1 H-nmupa3zon-4-kapOokcamu .

2-AmunO0-4-6pomdenon (1,4 r, 7,4 mmonb), 1-merun-1H-nmpason-4-kapbonosyto kuciory (1,4 r, 11,1
MMOJIB) M 1-3THiI-3-(3-TuMeTIIaMIHOTIPOTIIIT)Kapooauumuaa ruapoxiopun (3,11 r, 16,2 MMoJIb) CycrieHAUPO-
By B nupuauHe (30 MiT) ¥ MOJTYYSHHYIO CMECh MEPEMENINBAIN MIPU KOMHATHOH TeMIlepaType B TeueHue 64 u,
3aTeM KOHIEHTPHpOBaIM gocyxa. OCTaTok pacrpeaesin Mexay stuianeratoM (100 min) m Bogoit (100 mo).
Crnom pasnessuid 1 BOAHYIO ¢a3y dKCTparupoBaid dtuiamneratoM (2 x 50 mur). OO0beHEHHbIE OpTaHUYECKHE
9KCTPAKTHI IPOMBIBAJIM HACBIIIEHHBIM COJIEBBIM pacTBopoM (50 mir), cymmwim Haja cyinb(aToM Maraus, GpuiIbTpo-
BaJIM ¥ KOHIEHTpHpoBaM. OCTaTOK CyCcHeHANpOBaIH B TeTparuapodypane (100 mi) u obpadatsiBamu 2 M pac-
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TBOpOM Tuzapokcuna Harpust (50 mi). Uepe3 2 4 ykazaHHYIO PEakIMOHHYIO CMech pa30aBIIsUIM STHIALETATOM
(100 mur) u Bomoit (30 mur). Cnon pa3fensiii ¥ BOAHYIO (ha3y dKcTparupoBaiu sTraneratroM (2 x 50 mir). O0be-
JVHCHHBIE OPTaHWYECKHE JKCTPAKTHI NMPOMBIBAJIM HACHIMICHHBIM COJIEBBIM pacTBopoM (50 Mir), cymmmm Han
cynb(haToM MarHus, QUIBTPOBAIN U BBHIIAPHBAIN C MOJydeHHeM 770 Mr HaTpHEeBOW COJIM yKa3aHHOTO B 3aro-
JIOBKE coennHeHHs (BBIXoX 27%) B BHAE MOPOIIKA OPaHXeBOro nBeTa. Bomuyio ¢asy monkucmsamn 1 M pacto-
poM coisiHOM KucnoToi (50 mut) m skcTparupoBanu stuianeTatoM (2 x 50 mur). OObeTUHEHHBIE OpPTraHUYECKHe
9KCTPaKTHI MPOMBIBAIM HACHIIIIEHHBIM COJIEBBIM pacTBOpoM (50 MiT), Cymmian HaJ Cyab(haToM MarHus, GUIbTpo-
BaJIM ¥ BBINIAPHUBAJIH C MOTyIeHHEM 718 MT yKa3aHHOTO B 3aTOJIOBKE coennHeHH (BBIxo 19%) B Buae mopourka
opamxkesoro ngeta. oy AIMP (500 MI'u, IMCO) 10,15 (s, 1H), 9,14 (s, 1H), 8,35 (s, 1H), 7,99 (s, 1H), 7,89 (d,J
=2,5Tn, 1H), 7,15 (dd, J = 8,6, 2,5 'y, 1H), 6,86 (d, J = 8,6 ', 1H), 3,89 (s, 3H). Tt MMETCR1673) = 1,03 mun
(ES") (M+H)" 296/298, 58%.

Cramus 2, cioco6 64. 5-bpom-2-(1-meTuin-1H-mmupazon-4-mm)-1,3-6emokcasod.

N-[5-Bpom-2-(cogmooxcn)dernn]- 1 -metnin- 1 H-nmupazon-4-kapboxcamun (82%, 770 mr, 2,13 MMoms) cyc-
NEeHIUPOBa B yKcycHoH kucnore (10 mir) B mpoOupke At TpoBeieHHs peakiuii nmo aasiaenueM. N-(5-bpowm-
2-runpokcudennn)-1-metmi- 1 H-nupazon-4-kapookcamun (58%, 718 mr, 2,43 MMOJIB) CyCIICHIUPOBAIN B YK-
cycHoit kucinore (10 mMir) B mpoOHpKe Uil MPOBEACHUS peakuuil o aasieHrneM. O0e MpoOUpKH TepMETHYHO
3amnevyaThlBalM U YKa3aHHbIE CMecH HarpeBanu Ao temmneparypsl 180°C B teuenue 18 u. Kaxaplil pactBop oxia-
KT 10 KOMHATHOW TEMIepaTypbl, 3aTeM KOHLEHTPUPOBaIHN Jocyxa. OCTaTKM pacTBOPSUIM B dTWIIAIETATE U
00BEMHSIIN, 3aTEM TPOMBIBAIT HACKHIIICHHBIM BOJHBIM pacTBOpoM OmkapOoHaTa HaTpwst (20 MIT) U HACKHIIICH-
HBIM pacTBopoM cosr (20 mir). Opranudeckyto a3y CyIIwim Hal CyJib()aToM Martusi, GUIBTPOBAA U KOHIIEH-
TPUPOBAIH Ha crutikarene. [locie O9MCTKH TpH MOMOIIX KOJIOHOYHOH (udmi-xpoMarorpaduu (Cuimkarenb, 12-
100% »sTumareTar B renTaHe) NOJXydaian 527 MTr yKa3aHHOTO B 3arojIOBKe coennHeHHs (BbIXxoX 58%) B BHe mMO-
poIKa cBeTio-opamkeBoro nsera. oy AMP (500 MI'n, IMCO) 8,58 (s, 1H), 8,18-8,07 (m, 1H), 7,92 (d,J=1,9
I'y, 1H), 7,69 (d, J = 8,6 I'u, 1H), 7,51 (dd, J = 8,6, 2,0 'y, 1H), 3,96 (s, 3H). Tr(MET-YB3XXX-AB-101) = 2,99
vuH, (EST) (M+H)" 278/280.

Cramus 3, cmoco6 64. 2-(1-Mertun-1H-mmmpazon-4-un)-5-(tetpamernin-1,3,2-muokcadoponan-2-un)-1,3-
OeH30Kcazol.

Cycnensuto  5-0pom-2-(1-metmn-1H-nmpaszon-4-mn)-1,3-6en3okcazona (560 wmr, 2,01 wmmonp), Owuc-
(mmHAKOMaTO)Mub0pa (562 Mr, 2,21 MMoik) u anerata kanus (0,54 r, 5,5 mMoies) B 6e3BoaHOM 1,4-mroKkcane (25
MJI) JIera3upoBai a30TOM B TedeHue 5 muH. JloOaBmsumu [1,1'-6uc-(mudpennndochuno)depporen]nuxmop-
nayutaauii(1l) (147 mr, 0,20 MMOJIb) ¥ yKa3aHHYIO pEaKIMOHHYIO CMeCh IepeMelnnBay npu Temneparype 100°C
B aTMocdepe a3oTa B TeueHue | 4. PeakmmoHHyI0 cMech pa30aBIIsiId METHIT TPET-0yTHIIOBEIM ddupoM (10 M) u
dumpTpoBaNH Yepe3 menuT. PuIbTpaT BRIMAPUBAIH C TOMydeHHeM 1,57 T KOpUIHEBOTO OCTAaTKa, KOTOPBIA HC-
TIOB30BAIN Ha CIeyromtei craamu 6e3 ounctkn. Tr(METCR1673) = 1,32 mun (ES") (M+H)" 326, 82%.

Cramus 4, cioco6 64. 2-(1-Metwi-1H-mpa3zon-4-nn)-1,3-6eH30kca301-5-071.

2-(1-Metun-1H-mmmpazon-4-un)-5-(tetpamerni-1,3,2-muokcaboponan-2-un)-1,3-6enzokcazon (1,57 r, 2,01
MMOJIb) pacTBOpsIN B TeTparuapodypan-sona (1:1, 20 mm). Jlobasmsimu nepbopat Hatpus terparuapart (1,54 T,
10,0 MMoOIIB) ¥ yKa3aHHYIO CMeCh NE€pPEeMEIINBAIM IIPU KOMHATHOM Temmeparype B TedueHue 1 4. K ykazanHoI
peaKkuMoHHOM cMecH 100aBIIsUTM HACBIIIEHHBIH pacTBOp XJIopuaa aMMoHus (20 MJT) M IPOILYKT SKCTParupoBain
stuaneratoM (3 x 20 mur). OObeAMHEHHBIE OPTaHMYECKHE dKCTPAKTHI IPOMBIBATTH HACHIIIIEHHBIM COJIEBBIM pac-
TBOpOM (15 M), cymmnu Hax cynbhaToM Maruus, GUIBTPOBAIN U BBHIIAPUBAIN C TIOJIyYSCHUEM TBEPAOTO Belle-
CTBa KOPHYHEBOTO I1BeTa. [lociie 0uncTKN IpH NOMOIIM KOJIOHOYHOH (uami-xpomarorpaduu (crimkareins, 25-
100% sTunanerar B rentaHe) noxydanu 279 Mr ykazaHHOTO B 3ar0JIOBKE COeITUHEHHS (BbIXox 32%) B BUE HO-
porka moutu 6enoro meeta. oy SAMP (500 MI'n, IMCO) 9,43 (s, 1H), 8,50 (s, 1H), 8,06 (s, 1H), 7,47 (d, J = 8,7
I'y, 1H), 7,00 (d, J = 2,4 T'u, 1H), 6,77 (dd, J = 8,7, 2,4 I'y, 1H), 3,95 (s, 3H). Tr((METCR1673) = 0,97 mun
(ES") (M+H)" 216.

Cramuss 5, cmocob  64.  5-[(5-Bpommupunun-2-min)merokcH]|-2-(1-metnin-1H-upazon-4-wmn)-1,3-
OGeH30KCa3017I.

2-(1-Merun-1H-mmupazon-4-un)-1,3-6en3okcazon-5-on (276 wmr, 1,28 mmons) u (5-OpoMmupumnH-2-
nmmeranon (95%, 279 wmr, 1,41 Mmmoip) cycnieHaupoBanu B 6e3BogHoM Toiyosie (10 mi). lobaBsum rimanome-
tunerTpudytundochopan (505 mxi, 1,92 Mmonb) U yka3aHHYI0 cMeCh HarpeBanu no Temnepatypsl 100°C B
aTMocdepe a30Ta B TeUueHHe 2 MUH. YKa3aHHYIO PEaKIIMOHHYIO CMECh OXJIaKIali A0 KOMHATHOM TeMIIepaTyphl
Y KOHIEHTpUpoBaH. OCTaTOK PacTHPAIM CO CMECHIO renTaH-audTUIIOBbIH 3¢up (1:1, 20 M), TBepaOE BemecT-
BO COOMpaH NpH NOMOIIM (HUIBTPOBAHUS U CYLIMIM NPH NOHM)KEHHOM JIaBJICHHUU ¢ mosydenueM 410 mr yka-
3aHHOTO B 3aroJIOBKE coelWHEeHHA (BBIXOX 79%) B BHIE MOPOIIKA CBETIO-KOpHYHEBOTO IBeTa. Oy SAMP (500
MTI'n, AMCO) 8,73 (d, J = 2,2 I', 1H), 8,52 (s, 1H), 8,10 (dd, J = 8,4, 2,4 ', 1H), 8,08 (s, 1H), 7,61 (d, ] = 8,8
I'y, 1H), 7,55 (d, J = 8,4 I'n, 1H), 7,33 (d, J =2,5 'y, 1H), 7,03 (dd, J = 8,8, 2,5 I'y, 1H), 5,22 (s, 2H), 3,95 (s,
3H). Tr(METCR1673) = 1,25 mun (ES") (M+H)" 385/387.

Cramust 6, cnocod 64. 2-(1-Merun-1H-nupazon-4-nn)-5-{[5-(terpamernii-1,3,2-anokcadboposnan-2-
W) TAPUIAH-2 -1 [METOKCH § - 1,3-0eH30KCa30171.

Cycnienzuto 5-[(5-6pommupuana-2-un)metokcu|-2-(1-metun- 1 H-mupaszon-4-mm)-1,3-6en3okcazon (410 mr,

-114 -



035646

1,06 mMouts), 6uc-(nHakoaTo)xubopa (297 mr, 1,17 MMois) u anerata kanus (261 mr, 2,66 MMoI1b) B 6€3B0I-
HOM 1,4-muokcane (15 wmir) pmerasmpoBanu azoroM B TedyeHue S5 MuH. JloGaBmsm Ouc-(andpenmndocdu-
Ho)(epponeH |nuxnopmamtaguii(Il) (78 mr, 0,11 MMOJIB) U YKa3aHHYIO pEaKIIMOHHYIO CMECh IEPEMENIUBATN TIPH
temrieparype 100°C B atmocepe azota B Tedenne 17 4. PeakImoHHYIO cMeCh pa30aBisid TPET-0yTHI METHIIO-
BBIM d¢upom (20 M), GUIBTPOBAN U KOHIICHTpUpOBaau. OCTaTOK pacTHpad B cMecH 1:1 renTan:TpeT-0yTHi
METHJIOBBIH 3¢up u GrIbTpoBaH ¢ moiydeHneM 479 Mr yka3aHHOTO B 3arojioBke coeanneHus (Berxon 100%) B
BHUJIe ceporo nopoiuka. oy AMP (500 MI'n, IMCO) 8,77 (s, 1H), 8,52 (s, 1H), 8,08 (s, 1H), 8,05 (dd, J=7,8, 1,7
I'y, 1H), 7,60 (d, J = 8,8 I'u, 1H), 7,57 (d, ] = 7,7 I', 1H), 7,31 (d, J = 2,5 I', 1H), 7,03 (dd, J = 8,9, 2,6 I'w,
1H), 5,27 (s, 2H), 3,95 (s, 3H), 1,31 (s, 12H). T((METCR1673) = 0,91 mun (ES") (M+H)" 351 [cooTBeTcTBYIO-
mast 60poHOBasI KUCIIOTA].

Cranmus 7, ciocod 64. 6-({[2-(1-Metun-1H-nnpazon-4-mn)-1,3-6eH30KCca30I1-5-HII1|OKCH } METHIT) TUPHMH-
3-om.

2-(1-Metun-1H-nupazon-4-mn)-5-{[5-(terpamerni-1,3,2-muokcaboposan-2-1in) IUpUARH-2 -1 [METOKCH | -
1,3-6en3zokcazon (479 mr, 1,11 mmons) pactBopstin B cMecu 1:1 terparuapodypan-soga (10 mun). Jlobasisim
nepOopar HaTpust TeTparuapar (426 mr, 2,8 MMOJIb) ¥ YKa3aHHYIO CMECh IIepeMEINBaJIN IIPU KOMHATHOH TeM-
neparype B TedeHue 1 4. K peakiimoHHol cMecH 100aBIISIIN HACHIIIEHHBIN pacTBOp XJopraa aMmMoHus (20 M) u
YKa3aHHYIO CMECh 9KCTparupoBaiy dtuianeTatoM (3 x 20 mi). OObeIMHEHHbBIE OpPraHNYECKHE SKCTPAKTHI IIPO-
MBIBAJI HACBHIIICHHBIM COJIEBBIM pacTBOpoM (15 mi), cymmim Hax cynabdaTom Maraus, GUIbTpOBaId U KOHIIEH-
TpupoBai. OCTaTOK paCTUPAIU B TE€NTaHe/TPET-OYTHII METHIOBOM ddupe/sThianerare u GuibTpoBan. Ouib-
TpaT BBIAEPXKHUBAIM NIPY KOMHATHON TEMIepaType B TEUEHHE HOUYH, IIPH 3TOM 00pa30BBIBAINCH KPUCTAILIEL. [c-
XOAHBIN PACTBOP AEKAaHTHUPOBAJH, KPUCTAJIBI CYCICHANPOBAIH B FeNITaHE M COOMpANN MPU MOMOIIH (HIBTPO-
BaHus. Iloce cymku B Bakyyme moiydanu 114 Mr ykazaHHOTO B 3arojioBKe coennHeHHs (BeIxox 32%) B BUzIE
KPHCTAJIOB KOPHYHEBOTO I[BETA.

[Mpumep 1, cnocob 64. 6-({[2-(1-Metun-1H-nnpazon-4-mn)-1,3-6eH30KCca30I1-5-HiI1|OKCH } METHIT) TUPHUHH-
3-om.

Ou AMP (500 MI'y, IMCO) 9,97 (s, 1H), 8,51 (s, 1H), 8,13 (d, J =2,7 I'u, 1H), 8,08 (s, 1H), 7,58 (d, J =
8,8 I'u, 1H), 7,39 (d, J = 8,4 'y, 1H), 7,31 (d, J = 2,5 ', 1H), 7,19 (dd, J = 8,4, 2,8 'y, 1H), 6,99 (dd, J = 8,8,
2,5 Tn, 1H), 5,09 (s, 2H), 3,95 (s, 3H). Tr(MET-YB2XX-AB-101) = 1,87 mun, (ES") (M+H)" 323.

Crenyromue mpuMepsl IOJydalid COrJacHo crocoly 64, onncanHOMY BBILIE.

Tabmmma 65

Ilp. CrtpykTypa Mon. Hassanue no JHanubie XKX-MC
Macca TUPAC
6-({[2-(1-
MeTun-1H-
/@‘; y; .I./ mmpazon-4-un)- | Tr(MET-YBOXX-AB-
1 o | o W = 322,32 1,3- 101) = 1,87 MuHyT,
e Hensokcaszon-5- (ES™) (M +H)" 323
WIT]OKCH } METHT)
TUPUAHH-3-011
5-[(5-
METOKCHIIHPa3H
/@:"%N H-2- Tr(MET-YBOXX-AB-
2 u¢\”/\‘o ¢ ==t 337,34 | un)merokcu]-2- 101) = 2,83 muHyT,
\ok\/ﬂ (1-merun-1H- (ES™) (M + H)" 338
MTHPa30N-4-11)-
1,3-Gensokcaszon

Cnocob 65.

Cxema crocoba 65

Cragusa 1
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Cramgms 1, cmoco6 65.  3-{6-[(5-bpommupunun-2-mn)meTtokcu]-[1,3]okcazomno[5,4-b|mupuana-2-
W} TUPUTUH.

K cycnensun 2-(mupuann-3-un)-[1,3]okcazomno[5,4-b|nmupuaun-6-oma (120 mr, 0,56 MMOIb, TOJYIEHHOTO
B c0OTBeTCTBUH co criocobom 30) u (5-Opommmpuana-2-un)meranona (95%, 123 mr, 0,62 Mmmons) B Tomyone (3
MJIT) 100aBIsUTH TaHoMeTIIeHTpuoOyTIiIhochopan (0,25 mi, 0,95 MMOb) U yKa3aHHYIO CMECh HarpeBalld TPH
temrieparype 100°C B Teuenne 3 4 B repMeTHIHO 3aKphITON mpodupke. [lociae oxmakneHus ykazaHHYIO CMeCh
pacnpenersii Mexay dtrinamneratoMm (300 MiT) ¥ HACHIIIIEHHBIM pacTBOPOM THApokapOoHaTta Hatpus (100 mi).
OpraHu4ecKue CJIION TTPOMBIBAIM HACHIIIEHHBIM COJIEBBIM pacTBOpoM (50 Mi1), CyIImiu Haj Cyab(haToM MarHus,
(UIBbTpOBANK U BBHIMAPUBAIH. TBEpPIBIH OCTATOK PACTHPANU C ATHIAINECTATOM (~5 MII), a 3aTeM IOBTOPHO KpH-
CTAJUTM30BAJIM U3 TOpsiuell cMecH Terparnapodypana u aneroHuTpuia (~5 mi, 1:1) ¢ moixyuenuem 74 mr yka-
3aHHOTO B 3ar0JIOBKE coerHeHus (BbIxox 34%) B BHE TBEpAOTo BeIIecTBa MouTH Oenoro mnsera. oy IMP (500
MI'n, IMCO) 9,40-9,26 (m, 1H), 8,83 (dd, J = 4,8, 1,6 I'u, 1H), 8,74 (d, J = 2,3 I'u, 1H), 8,54 (dt, J = 8,0, 1,9
I'y, 1H), 8,25 (d, J =2,7 I'u, 1H), 8,13 (dd, J = 8,4, 2,4 T'u, 1H), 8,08 (d, J =2,7 ', 1H), 7,73-7,64 (m, 1H), 7,60
(d, J=8,4 'y, 1H), 5,33 (s, 2H). Tr(MET-YB2XX-AB-101) = 3,08 mun, (ES") (M+H)" 383, 385.

Cragus 2, cmocobd 65. 5-(1-Metun-1H-nmupason-4-mn)-2-({[2-(mupunus-3-ui)-[ 1,3 Jokcazono|5,4-
b JnupuarH-6-1I1|OKCH } METHUT ) TUPH T H.

3-{6-[(5-bpommupuua-2-wn)merokcu]-[ 1,3Jokcazono[5,4-b|nupuaun-2-wn jmupuauna - (69 wmr, 0,16
MMoIb), (1-metnn-1H-ntupazon-4-um)dopoHoByro kucioty (22 mr, 0,18 MMois) u 2 M pacTBop kKapboHaTa Ha-
Tpus (0,16 M) cycieHaupoBainu B 6e3BoaHOM 1,2-numeTokcudTane (1 mir) u 6e3BomHoM 3tanose (1 mi) u mera-
3UPOBAIH B IMOTOKE a30Ta B TeueHue 5 MuH. JlobGarmsum terpakuc(tpudenmindocdun)nammanuii(0) (12 mr, 0,01
MMOJIb) U YKa3aHHYIO PEaKIIMOHHYIO CMECh HarpeBaju o Temmneparypbl 90°C B TepMETHIHO 3aKPBITON MPOOHUP-
ke B TeueHne 2 4. Jlo6asmsum (1-metmi-1H-nmupa3zon-4-mn)dopoHoByto kucioty (22 wmr, 0,18 MMoib) u Terpa-
kuc(tpudenmnpocoun)namanuii(0) (9 mr, 0,01 MMoIIB) U yKa3aHHYIO peaKIMOHHYIO cMech HarpeBaiu 10 90°C
B TeUeHHUE 2 4. YKa3aHHYIO0 PEaKIHOHHYIO CMECh OXJIaXIaJIM 10 KOMHATHON TeMIepaTypsl ¥ pacipeaessuin Me-
xny stuinaneratoM (100 mia) m Bonoit (50 mur), ocagok OTGHUIBTPOBBIBAIN OT CMECH U PACTHPAIH C TOPSTINM
9TaHOJIOM, (PUIBTPOBAIM M MPOMBIBAIHM JUITHIOBEIM 3(DUPOM C IOIydeHHEM 39 MI yKa3aHHOTO B 3aroJIOBKE
coequHeHus (BbIXoJ 56%) B BUE TBEPAOTO BELIECTBA CEPOTO I[BETA.

Ipumep 1, cmoco6 65. 5-(1-Metun-1H-nmupazon-4-wmm)-2-({[2-(mupuaun-3-un)-[ 1,3 ]okcazono[5,4-
b JnupuarH-6-1I1|OKCH } METHUT ) TUPH T H.

Sy AAMP (500 MI'n, IMCO) 9,35 (d, J = 1,7 T'u, 1H), 8,85 (d, J = 2,0 I'y, 1H), 8,83 (dd, ] = 4,8, 1,6 'L,
1H), 8,55 (dt, J = 8,0, 1,9 I';, 1H), 8,27 (s, 1H), 8,25 (d, J =2,7 I'n, 1H), 8,10 (d, J =2,7 T'n, 1H), 8,02 (dd, J =
8,1,2,3 ', 1H), 7,98 (s, 1H), 7,67 (dd, J = 8,0, 4,8 I't, 1H), 7,59 (d, J = 8,1 I'u, 1H), 5,33 (s, 2H), 3,88 (s, 3H).
Tr(MET-YBDXX-AB-101) = 2,25 mun, (ES") (M+H)" 385.
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CJ'IG,HyIOIIII/Ie MMpUMEPLI NOJTyHaJIn COIJIaCHO CHOCO6y 65, OIMMMCAaHHOMY BBIIIIC.

Tabmura 66
TIpum. Crpykrypa Mon. | Hassanue mo IUPAC | Hauusie JXKX-MC
macca
5-(1-metun-1H-
nupazon-4-m)-2-({[2- Tr(MET-
ADYA NHpUMH-3-17)- VBOWKX-AB-
e >_Q (mp )
1 9 384,40 | [1,3]okcasonol5,4- 101)=225
S
N blnupunuu-6- munyT, (EST) (M
WII|OKCH } METHIT)TUPU + H)* 385
pivict
3-{6-[(5-
( Tr(MET-
N OpoMITpUANH-2-
= ° R YBIXX-AB-
| y WJI)METOKCH |-
2 & e T =i | 383,21 101) = 3,08
‘N [1,3]okcazono[5,4-
a munyT, (ES7) (M
blnupunuH-2-
+ H)" 383/385
W1} TUPUIUH
3-metokcu-6-({[2-
Tr(MET-
. (nupuauH-3-ui)-
= ¢ 7\ YBIXX-AB-
| )—O [1,3]oxcasono[5,4-
3 Y N = 33532 101)=2,31
. |N blnupunuH-6-
S Ve munyT, (ES+) M
WIT|OKCH } METHIT)THP U
+H)+336
JIa3uH
|

Crroco0b 66.
Cxema criocoba 66

oH e °
X, . e
~o zN i Crazusn 1 ~o =N A\
N

Cramus 1, cioco6 66. 3-{5-[(5-MeTtokcunmupuInH-2-mi)MeTOKCH |- 1,3-0eH30KCca3011-2-1I1 } OCH30HUTPHLIL.

2-aMuHO-4-[ (5-MeTokcuTMpuInH-2-ui)MeTokcH |peron (190 mr, 0,77 MMOIb, MOJYIEHHBI B COOTBETCT-
BHHU co criocoboM 33) pactBopsuti B Metanodie (10 mur), nobasmsumu 3-popmunoenzorantput (70 mr, 0,53 MMOIIb)
U YKa3aHHYI0 PEaKIMOHHYIO CMECh MEpEeMEIINBAIN IIPH KOMHATHOHN TeMmepatype B TeueHue 90 mMuH. 3ateM B
BaKyyMe YAaJsUId METaHOJ M OCTaTOK PAcTBOPSUIH B JUXJIOpMETaHe (25 Min), oxiaxkaamu 1o temneparypsl 0°C u
nobaBisuH 2,3-nuxiop-5,6-nunuano-1,4-6en3oxunon (205 mr, 0,9 mMons). JlensHyro 0aHIO yIATSIH U IOJTY-
YCHHYIO CMECh TIEPEMEIINBAIU PH KOMHATHOW TEMITEpaType B TCUCHUE 2 U, 3aTEM Pa30aBIsUIN JUXIIOPMETAHOM
(100 M) u pumpTpoBamu. TBepIOE BEMIECTBO MPOMBIBAIH AUXJIOpMETaHOM (2 X 50 M), CMBIBEI U (QUIBTpPAT
00BETUHSITN, CYIITIIN HAJ CYIh(paToM MarHus, GUIBTPOBATH M KOHIICHTpUPOBaIH. [lociie OYUCTKHU MPpH TIOMO-
X KOJIOHOYHOH (hmdmi-xpomarorpaduu (cummmkarens, 0-80% sTrnaneraT B rentaHe) U pacTUPaHUsS C 3TaHOJIOM
noyvanu 65,2 Mr yka3aHHOTO B 3aroJIoBke coenuHeHus (BeIxox 34%) B BUIE TBEPIOTO BEUIECTBA IOYTH OEJI0T0
I[BETA.

IIpumep 1, crtocob 66. 3-{5-[(5-MeTokcunmupuanH-2-ui1)MeTOKCH |- 1,3-0eH30KCca30I1-2-1I1 } OCH30HUTPHLIL.

Sy SAMP (500 MI'u, AMCO) 8,53 (s, 1H), 8,47 (d, J = 8,0 I';, 1H), 8,31 (d, J =2,9 I'y, 1H), 8,09 (d, ] =7,8
I'y, 1H), 7,83 (t,J =79 TI'y, 1H), 7,73 (d, J =8,9 I', 1H), 7,53 (d, ] = 8,6 ', 1H), 7,48 (d, ] = 2,5 I'y, 1H), 7,43
(dd, J=8,6, 3,0 I'u, 1H), 7,15 (dd, J =8,9, 2,5 I'u, 1H), 5,19 (s, 2H), 3,84 (s, 3H). Tr(MET-YB2XXX-AB-101) =
3,49 mun, (ES") (M+H)" 358.
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CJ'IG,HyIOIIII/Ie MMpUMEPLI NOJTyHaJIn COIJIaCHO CHOCO6y 66, OIMMMCAaHHOMY BBIIIIC.

Tabmnmua 67
IIpum. CrpykTypa Mon. Hassanue no Jannbie XXX-MC
Macca IUPAC
3-{5-[(5-

Tr(MET-YBOXX-

°, METOKCHUITUPHIHH-
4 3573 AB-101) = 3,49
1 S e W 2-unm)merokcu]-1,3-
N

7 munyT, (EST) (M +

S OeH30KCa30-2-
Hy* 358
11} OEH30HUTPIUIL
4-{5-[(5-
Tr(MET-YB2XX-
o METOKCHITHP HIHH-
/CI, = | 357.3 AB-101) = 3,45
2 ‘ S ™ . 2-unm)merokcu]-1,3- (ESY) (M
MUHYT, +
T OeH30Kca30-2- Y
Hy" 358
711} GEH30HUTP T

Criocob 67.
Cxema criocoba 67
2 NI e NEPLAP- NSV o ; | O/ )
HOJ;/\l[N/>_<\jN> { e Crazms 1 - \(Nj/\oj/v\[w>_<\:>

Cragus 1, croco6 67. 3-Metokcu-5-({[2-(mupumun-3-mn)-[ 1,3 Jokcazono[5,4-b Jmupuun-6-
WJT]OKCH } METHJT) TUPUINH.

2-(IMupuauna-3-1mn)-[ 1,3 Jokcazono[5,4-b Jnupunua-6-o01 (86%, 100 mr, 0,4 MMOITL, TIOTYYEHHBIH B COOTBET-
cTBHU co criocodoM 30) u (S-merokcunupuauH-3-uia)meraHon (65 mr, 0,44 MMOIIb) CyCIIeHANPOBAIH B O€3BOJI-
HOM Toxyoute (3 mur). JloGasismu rimanoMetuneHTpuodyTmidochopan (0,16 mit, 0,61 MMOJIb) B YKa3aHHYIO peak-
IIMOHHYIO CMeCh HarpeBaiu 10 temneparypsl 100°C B TepMETHYHO 3aKpBITOM TpoOupke B TeueHue 18 1. Peak-
IIHOHHYIO CMECh OXJIaXKIAIH 10 KOMHATHOW TEMIIepaTyphl ¥ PACTBOPUTEIH YAASUTH B Bakyyme. OCTaToK pacTu-
paiy ¢ OUATHIOBBHIM A(PHUPOM H TenTaHoM. [lociie OYHCTKH MPH MOMOIIM KOJIOHOYHOH (IIII-XpoMaTorpadun
(cunmkarens, 0-10% MeTaHON B IUXJIOpMETaHe) MOJTydand 45 MI yKa3aHHOTO B 3aTOJIOBKE COCIMHEHHUS (BBIXOJT
33%) B BHJe TBEPIOTO BEUIECTBA IIOUTH OEJIOTO IIBETA.

ITpumep 1, cmocob  67. 3-Merokcu-5-({[2-(mupuanH-3-mn)-[ 1,3 Jokcazorno[5,4-bnupuaua-6-
WJT]OKCH } METHJT) TUPUINH.

oy AMP (500 MI'u, AMCO) 9,35 (d, J =2,0 I't, 1H), 8,83 (dd, J = 4,8, 1,5 ', 1H), 8,55 (dt, J = 8,0, 1,9
I'y, 1H), 8,32 (d, J =1,2 'y, 1H), 8,29 (d, J =2,8 ', 1H), 8,24 (d,J=2,7 'y, 1H), 8,11 (d, ] =2,7 I', 1H), 7,67
(ddd, J+: 8,0, 4,8 T, 1H), 7,54 (s, 1H), 5,31 (s, 2H), 3,86 (s, 3H). Tr(MET-YB2XXX-AB-101) = 1,94 mun, (ES")
(M+H)" 335.
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CJ'IG,HyIOIIII/Ie MMpUMEPLI NOJTyHaJIn COIJIaCHO CHOCO6y 67, OIMMMCAaHHOMY BBIIIIC.

Ta0numa 68
IIp. Crpykrypa Mo Haszpanue no JHannbie XKX-MC
Macca IUPAC
3-metoken-5-({[2-
Tr(MET-
(TupunuH-3-1m)-
L0 alorcasoncis b | 070
,3]okcazomno[5,4-
1 O S s Y 334,34 101)=1,94
. | bnupunH-6-
i munyT, (EST) (M
WJT|OKCH } METIAI )T
+ H)* 335
pUOHH
4-meroxcu-2-({[2-
Tr(MET-
. (mpugus-3-mn)-
&= ] & = (3] 5.4 VYBOXX-AB-
,3]okcazono[5,4-
2 /‘\@/\a o N 334,34 y . 101) = 1,47
! MHPUAHH-6-
s P munyT, (EST) (M
W] OKCH } METHIT)TIH
+H)y* 335
PUOUH
2-({[2-(1-meTun-
(2 Tr(MET-
. 1 H-mtupazon-4-wi)-
@ C>—<:"\/ [1,3] 54 | S PIHAD
,3]okcazomno[5,4-
3| WF P N 308,30 101)= 1,99
| blnupunuH-6-
S munyT, (EST) (M
MIT]OKCH } METHIT) T
+H)" 309
pasuH

Crroco0b 68.
Cxema crocoba 68

A Ay @DJ@(: -
~ Craaus 1 NN Cragma 2
X

v eaty e vad)
- QA =o Cragus 3 mm X

Cramus 1, cmoco6  68.  3-@opmun-N-{2-runpokcu-5-[(5-MeToKcUIMpuanH-2-nn)MeTokcu ] de-
HUJI } OeH3aMu.

K pactBopy 3-dopmunbdensoiinor kuciotsl (61 mr, 0,41 mMmomb), 2-aMHHO-4-[(5-METOKCHITUPHUINH-2-
nin)Merokcu |perona (112 mr, 0,45 MMonb) B mupuauHe (5 MIT) HOOABISUTA 3THIKAPOOAMUMHUI THIPOXIOPH]T
(104 mr, 0,55 MMOIIb) W TIOTYYEHHYIO CMECh MEPEMENINBAIN B TEUCHHE HOYW NMPU KOMHATHOW TemIepaTtype.
PacTtBopuTens BBIMApHBANM M OCTATOK PACIpElCIUIN MEKAY AWXJIOPMETAHOM M BOAOH, CIOH AMXJIOpMeTaHa
OTAEIAIH, CYIININ HaJ Cylb(haToM HaTpus, QMIBTPOBANIN M KOHIEHTPUPOBAIM C MOIYYEHHEM HEOUYHIIEHHOTO
MPOIYKTa, KOTOPBII NCTIONB30BAIN Ha CIEIYIONIEH cTalun 6€3 JONOIHUTENbHON OYNCTKH.

Cranus 2, cioco6 68. 3-{5-[(5-MeTokcunmupuanH-2-11)METOKCH |- 1,3-0eH30KCca3011-2- 11 } OCH3aIIbICTH]T.

PactBop 3-thopmmi-N-{2-runpokcu-5-[(5-MeTOKCHITUPUINH-2 -1T)MeTOKCH | e } 6enzamuna (178 wr,
0,38 MMoub, uncToTa npuMepHo 80%) B ykcycHol kuciote (4 Mir) HarpeBain g0 temneparypsl 180°C B Mukpo-
BOJIHOBOH meun B TedeHue S50 MuH. CMech pa30aBisiiv BOAOH M 10OABISUTH BOJHBIA PacTBOp THApoKapOoHaTa
Hatpus 10 3HaueHust pH 8, BoxHbIH cioit skcTparupoBany auxiopmeradoM (100 M) n o0beANHEHHBIE OpraHu-
YecKue CJIOM CYLIMIIN HaJl cylb(haToM HaTpus, QUIbTpoBaan U KOHIEHTpHpoBaiu. [locie 0OYrCTKY ITpU TTOMOIIN
npenapatuBHOit BOXKX (ameronutpmi/Boaa + 0,1% MypaBpHHASA KHCIOTA) MOTydaid 34 MT yKa3aHHOTO B 3aro-
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JIOBKE coeMHEHUs (BBIXoA 25% 3a JBe cTaauu) B BUIE TBEPIOTO BellecTBa MouTH Oenoro nsera. oy AMP (500
MTI'n, xnopodopm) 10,15 (s, 1H), 8,73 (s, 1H), 8,50 (d, ] = 7,8 I'y, 1H), 8,34 (d, J = 2,8 'y, 1H), 8,06 (d, ] =7,7
I'y, 1H), 7,72 (t,J =7,7 I'n, 1H), 7,52 (d, J = 8,9 T'u, 1H), 7,49 (d, ] = 8,6 I'uy, 1H), 7,37 (d, J = 2,5 I'y, 1H), 7,26
(dd, J=8,6,2,9 'y, 1H), 7,11 (dd, J = 8,9, 2,5 ', 1H), 5,24 (s, 2H), 3,90 (s, 3H). Tr(MMETCR1678) = 1,29 mMun
(ES") (M+H)" 361.

Cramust 3, cmoco6 68. [(3-{5-[(5-MeTokcunupuanH-2-uia)MeToKcH |- 1,3-6eH30Kca301-2-1i | heHum)Me-
THJ](METHIT)aMUH.

K pactBopy 3-{5-[(5-meTokcunupuanH-2-uia)MeTokcu|-1,3-0er3okca3on-2-un}oen3anpaeruaa (34 wr,
0,09 mmomB) B TOIyose (5 MIT) TOGABISIIN pacTBOp MeTHiIaMuHa B 3TaHoie (33 mac.%, 0,5 M) u eTy4ne Bere-
cTBa BEIMapuBagu. OCTaTOK pacCTBOPSUIM B TOJYOJIE W Jajiee MJOOABISIIM MOPIMIO PAacTBOpa METHIAMUHA B 3Ta-
Houe (33 mac.%, 0,5 mur) coBMecTHO ¢ cynbdaTom Maraus. CMech nepeMenInBaiy B TedeHue 15 MuH, GuiIbTpo-
BaIM W KOHICHTPHPOBAJIHM C IOJyYCHHEM HCOYHUINECHHOTO WMHHA, KOTOPHI MOBTOPHO pacTBOpsuid B 1,2-
muxyopartane (5 mi). Jlo6asmsimu Tpranerokcudopruapun Hatpust (30 mr, 0,14 MMOIIb) ¥ OHY KaIUTIO YKCYCHOM
KHCJIOTHI, U YKa3aHHYIO PEaKIMOHHYIO CMECh MEPEMEIINBAIN B TCUCHUE HOYH. YKa3aHHYIO CMECh Pa30aBisLId
BOJIOW, MOOABISTM BOIHBIA PAcTBOp THUAPOKApOOHATA HATPHS, OTICIISUIM OPTaHUYCCKUI CIIOW, CYIIMIH HaJ
cynp(aTtoM HaTpus, QUIBTPOBAIM W KOHIEHTPHPOBaNH. llocie OYMCTKH MpH MOMOIIM KOJOHOYHOM (hIidII-
xpoMaTtorpaduu (CHIUKarelb, TuxjopMeTaH:MeTanon:7 M ammuak B meranoise (98:1,5:0,5)) momygamm 19 mr
YKa3aHHOTO B 3aroJIOBKE COeTUHEHHUS (BBIX0OA 54%) B BHIE TBEPAOTO BEIIECTBA ITOYTH OEJIOTO I[BETA.

IIpumep 1, cmoco6 68. [(3-{5-[(5-MeTokcunupuauH-2-uia)MeToKCcH |-1,3-0eH30Kca301-2-1i | heHrI)Me-
TH](METHIT)aMUH.

Sy SAMP (500 MI'n, AMCO) 8,30 (d, J = 2,7 I', 1H), 8,16 (s, 1H), 8,04 (d, ] = 6,6 I'y, 1H), 7,69 (d, J = 8,9
I'm, 1H), 7,60-7,48 (m, 3H), 7,43 (m, 2H), 7,10 (dd, J = 8,9, 2,4 I'y, 1H), 5,18 (s, 2H), 3,84 (s, 3H), 3,78 (s, 2H),
2,31 (s, 3H). T(METCR1600) = 4,47 mun (ES") (M+H)" 376.

Crnenyromuii mpuMep MoIy4aiy COrJacHo crmoco0y 68, OIMMCaHHOMY BEIIIIE.

Tabsmma 69
TIpum. CtpykTypa Mon. Haszanue no Hannsie XKX-MC
Mmacca IUPAC
[G-{5-[G-
METOKCUTTNPUAWH
/@EG 3754 -2-UIT)METOKCH]- Tr(METCR1600) =
/>_< 2 >
1 | Sy " 3 1,3-6ensokcason- | 4,47 munyt (ES™) (M +
o e A 2- H)* 376
i1} peHmT)MeTHII|
(METHI)aMUH

Cnocob 69.
Cxema crocoba 69
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Cramuss 1, cmoco6 69. (5-MetokcunupuauH-2-un)MeTir  N-[2-(mupuauH-3-nn)-1,3-6eH30Kca301-5-
ni|kapOamar.

(5-Metokcurmupuaun-2-un)meranon (66 mr, 0,47 MmMmonb) U kapOooHuaHUMHIa30 (92 mr, 0,57 MMoIB)
pacTBOPSIIM B AUXJIOpMETaHe (2 M) U TIepeMeIInBalIi pU KOMHATHOHW TeMIiepaType B Teuenue 4 1. JlobaBmisum
2-(mupuauH-3-un)-1,3-6en3o0kcazon-5-amun (100 mr, 0.47 MMOJb) U yKa3aHHYIO PEAKIIMOHHYIO CMECh TiepeMe-
IIMBaJIM NIPM KOMHATHOW TemIiepaType B TedeHue 24 4. PeakumoHHYIO cMech pa30aBisiiM dTHianeTatoM (25
MJT), TIPOMBIBAIN BOJIOH (2x3 MiT), Cymmvim HaJl 6€3BOTHBIM CyIb(haToM MarHus, GUIbTPOBaIN U KOHIIEHTPUPO-
Bayu. [locne ouncTky npu nomornyn npenaparusHoil BOXXX (aneronurpuin/Bona + 0,1% MypaBbuHast KHCIIOTa)
nosyyaiau 12,3 Mr yka3aHHOTO B 3arojIOBKe CO€AMHEHHUs (BBIXOJ 7%) B BUAE TBEPIOTO BEIIECTBA CBETJIO-
pO30BOTO LIBETA.

IMpumep 1, cnoco6 69. (5-MetokcunupuanH-2-un)metun  N-[2-(mupuans-3-n)-1,3-6eH30kcazon-5-
wikapbamar.

Sy SAMP (500 MI'u, AMCO) 10,02 (s, 1H), 9,33 (d, J = 1,6 ', 1H), 8,80 (dd, J =4,8, 1,6 I';, 1H), 8,52 (dt,
J=38,0, 1,9 I'u, 1H), 8,29 (dd, J = 2,7, 0,8 T'u, 1H), 8,00 (s, 1H), 7,75 (d, J = 8,8 ', 1H), 7,65 (ddd, J = 8,0, 4,9,
0,8 T, 1H), 7,52-7,38 (m, 3H), 5,18 (s, 2H), 3,84 (s, 3H). Tr(MET-YBDXX-AB-101) = 2,38 mun, (ES")
(M+H)" 377.
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Crnenyromuii mpuMep MoIy4aiy COrJacHo crmoco0y 69, OIMMCaHHOMY BEIIIIE.

Tabmuma 70
IIp Crpyktypa Mon. Haspanue no Hannpre XKX-
HM. Macca TUPAC MC
(5-
METOKCUTTHPUANH Tr(MET-
. . -2-un)merun N- YBOXKXX-AB-
1 J\/CE’ Y/ 137637 | [2-(mmpummn-3- 101)=2,38
A uin)-1,3- muHyT, (EST) (M
GeH30Kca3011-5- +H)" 377
nn Jkapbamat

Cnoco6 70.
Cxema crocoba 70
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Craaus 2

Craqus 1, croco6 70.
METOKCHUIIMPHINH-2-KapOOKCaMuI.

K pactBopy 2-amuno-4-[(5-meTokcunmpuanH-2-nin)merokcu]denona (80%, 100 mr, 0,32 mmons, momy-
YEHHOTO B COOTBETCTBHU CO CIIOCOO0M 33) B MUpUAMHE MOOABILIN XJIOPH] S-METOKCUITHPUANH-2-KUCIOTHI (55
Mr, 0,32 Mmons). CMech mepeMenBany Mpyu KOMHATHOW TeMIiepaType B TedeHue nByx mHei. [TupunuH ymans-
JM B BaKyyMe M OCTaTOK IepeHocwIn B auxigopMeTad (30 Mir). YKa3aHHBIH TPOIYKT MPOMBIBAIIM BOIOH (2 x 25
MJT), HACBIIIIEHHBIM COJIEBBIM pacTBOpoM (15 mur), cymwmy Haj cyiabpaToM MarHus, GUIHTPOBAIA U KOHIIEHTPH-
poBamu ¢ mosrydeHreM 130 MT yKa3aHHOTO B 3aTOJIOBKE cOeAWHEHHS (BBIX0A 67%) B BHIE TBEPIOTO BEIIECTBA
KpacHoro 1eta. HeounmeHHbIH MaTepualn HCIOIb30BaIl HETIOCPEACTBEHHO Ha MOCIEAYIOIIEH CTaauu.

Cramuss 2, cmoco6 70. 2-(5-MeTtokcunupuauH-2-mi)-5-[(5-MeToKCUupuInH-2-M1)METOKCH |- 1,3-
6eH30KCa3011.

N-{2-T'unpoxcu-5-[(5-MeTOKCUITUPUINH-2 -1IT)METOKCH | PEeHMIT } -5-MEeTOKCUIIMpUINH-2-KapOokcamu (130
mr, 0,27 MMOJIb) IEPEHOCHIIH B YKCYCHYIO KHCIIOTY (3 MJI) M HarpeBaJid B MUKPOBOJIHOBOM I1€4H IIpU TeMIlepa-
Type 200°C B TeueHue 1 4. YKCyCHYI0 KUCIIOTY YAAJISUIM B BaKyyMe U OCTaTOK pacTBOpsuu B auxyopMetane (30
Mi1). OpraHnYecKuil CII0H IPOMBIBAIM HACBHIIIIEHHBIM PACTBOPOM THApOKapOoHaTa HaTpus (2x30 mur), HACHITICH-
HBIM cOJIeBBIM pacTBopoM (15 mur) u cymmnm Hapn cyiabdarom maraus. Cynbgar MarHus OTQUILTPOBBIBAIN H
JUXJIOPMETaH yAaJsuId B BakyyMe. [lociie O4MCTKY NpH MOMOIIM KOJIOHOYHOW (hiamI-xpomarorpadun (CHinka-
renb, 0-10% MeTaHON B AMXJIOpPMETaHE) C MOCIEAYIOMEeH NepeKpucTaIN3aiell U3 dTaHoja noixydanmy 6,6 mr
YKa3aHHOTO B 3aroJIOBKE COCTUHEHHUS (BBIXOX 7%) B BHIIE TBEPAOTO BEUIECTBA IIOUTH OEJIOTO0 IIBETA.

Ipumep 1, cmoco6 70. 2-(5-MeTokcunupuauH-2-1mi)-5-[(5-MEeTOKCUTTUPUANH-2-HUT)METOKCH |-1,3-
6eH30KCa3011.

Sy SIMP (500 MI'u, AMCO) 8,48 (d, J = 2,8 I', 1H), 8,31 (d, J =2,8 T'u, 1H), 8,27 (d, J = 8,8 I';, 1H),
7,71 (d,J=89TIn, 1H), 7,62 (dd, J = 8,8, 2,9 I'y, 1H), 7,53 (d, J = 8,6 'y, 1H), 7,49-7,41 (m, 2H), 7,11 (dd, J =
8,9, 2,5 T'm, 1H), 5,19 (s, 2H), 3,95 (s, 3H), 3,84 (s, 3H). Tr(MET-YBD2XX-AB-101) = 2,82 mun, (ES") (M+H)"
364.
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Crnenyromuii mpuMep MoIy4aiy corjaacHo crmoco0y 70, OMMCaHHOMY BEIIIIE.

Ta6numma 71
TIp. CrpykTypa Mon. Hazanwe no Janneie XXKX-MC
Macca TUPAC
2-(5-
merokcummpuans | Tr(MET-YB2XKX-
. /@j />—</:\>—°/ 363,3 -2-un)-5-[(5- AB-101)=12,82
S ~ =
P 7 metokcumpuand | munyt, (EST) (M +
-2-UIT)METOKCH]- H)" 364
1,3-6en30KCcazon
2-(1-0ensodypan-
( &P Tr(MET-YB2XX-
: 2-un)-5-[(5-
/@,}—C@ 3723 AB-101) = 4,04
2 S ~ a METOKCUIIMPUIUH
) 8 munyT, (EST) (M +
-2-MIT)METOKCH |-
H)* 373
1,3-6Gensokcazon
5-[(5-
meroxkcumupuaus | Tr(METCR1416
o = : -2-WIT)METOKCH]- BBIC. paspe. 7
/(I Yy X 4 F 401,3
3 ™ W W s 2-[6- MHUHYT) = 4,36
# (tpudropmerwm)n | munyt (EST) (M +
HPUANH-3-HT)- H)" 402
1,3-6eH30KCa3071
2-(1-Gensodypan-
Tr(MET-YB2XX-
R 5-mm)-5-[(5-
IL 4 " 3723 AB-101)=3,76
4 RV P METOKCUIHPUIHH
o 8 munyT, (ES*) (M +
-2-MI1)METOKCH]-
H)* 373
1,3-6eH30Kcazon
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1,3-6eH30KCa3071

2-{5-[(5-
Tr(MET-YB32XX-
AN METOKCUIUPUIHH
@i, 383.4 AB-101) = 3,46
5 R 2 " = -2-MJ1)METOKCH]-
- I i 1 munyT, (ES*) (M +
o 1,3-6eH30Kcazomn-
H)* 384
2-1J1} XUHOJIUH
2-[3-
p (6ensunokcn)den | Tr(MET-YBIXKX-
6 ; 438,4 unl-5-[(5- AB-101)=4,44
B /@"}_G 8 merokcumupuaus | munyt, (ES*) (M +
| -2-HIT)METOKCH]- H)* 439

S-[(5-
Me’TOKCI/]HI/]p 50105151

-2-UJT)METOKCH |-

Tr(MET-YB2XKX-

1,3-6eH30KCa3071

; . ﬂ@} 4104 o AB-101) = 3,63
e > ’ (MupUMHUANH-2- ukky, (ES”) (M +
H)* 411
wn)dennn]-1,3-
GeH30Kca30I
2-{()2-(4-
/ merokcudermn)st [ Tr(MET-YBDXX-
. /CI)J_O 3884 | emun]-5-[(5- AB-101) = 3,81
- | ::‘ ° " 2 MmeTokcumipuans | munyT, (ES*) (M +
’ -2-uwn)merokeu]- H)" 389

Cmoco6 71.
Cxema criocoba 71
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Cranus 1, cioco6 71. MeTun 5-MeTOKCHITUPUMUIUH-2-KapOOKCHIIAT.

B xpyriionoHHyto Kon0y HociieoBaTeNbHO 00ABISUIM METHI S-OpomnupumuuH-2-kapookeniar (0,83 T,
3,82 wmmomb), au-Tper-0yTIi({3,6-aumerokcu-2-[2,4,6-Tpuc-(npomnan-2-un)penwn|penmn})pochan (0,02 T,
0,04 mmois) u kap6onar mesust (1,74 r, 5,35 MMoib). YKa3aHHBIC TBEpP/IbIC BEIIECTBA CMEIINBAJIM, 3aTEM BBIKa-
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YUBAIIM B BAKyyME M TPHU pa3a MPOAYBAIM a30TOM. 3aTeM C ITOMOIIBIO IIMPHUIA B YKa3aHHYIO KOJOY J00aBIIsIIH
metanon (0,61 T, 19,12 mmons). B oTaenpHOM kon0e B3BENIMBAN METaHCYIb(POHATO(2-(Iu-TpeT-0yTrdochuHo)-
3,6-mumerokcu-2',4',6'-rpu-u-nporui-1,1'-6upenmn)(2'-amuno-1,1'-6udenun-2-nmnamammin(Ill) (0,03 1, 0,04
MMOJIb), KOTOPBIH BBIKAYMBAIM U TIPOYBAIIM a30TOM JiBa pasa. B Ty koy0y mo6assiiu quokcad (3,8 mi) U cMech
B YKa3aHHOU KoJ0e IMepeMeInBajy A0 MMOTyYeHHs 3eJIE€HOBATOTO PACTBOPA; ATOT PACTBOP 3aTeM MEPEHOCHIH B
MIEPBYIO KOJOY TpH ToMoIH mmpuna. [[oaydeHHy0 peakimOHHYI0 CMEeCh HarpeBasn a0 Temnepatypsl 50°C B
TedeHne 4 4. YKazaHHYI0 PEaKIMOHHYIO CMECh OXJIaXJalH, pa30aBisiId dTHIALETaTOM U GribTpoBanu. Jlery-
YHe BEIIeCTBA BHIAPUBAIN M OCTATOK OYHIIIAIIH TP MTOMOIIN KOJIOHOYHOH (umdII-XpoMaTorpadun (CHINKareib,
50-100% »TmnaneTar B rentane) ¢ moxydeHueM 0,25 T yKa3aHHOTO B 3arojioBke coenuHeHus (Beixon 32%) B
BHJIE TBEPIIOTO BeliecTBa modTu Oesoro msera. oy AIMP (500 MI'i, xmopodopm) 8,54 (s, 2H), 4,05 (s, 3H), 4,01
(s, 3H). T((METCR1673) = 0,48 mun (ES") (M+H)" 169.

Craaus 2, cioco6 71. (5-MeToKCUITUPUMUINH-2-HIT)METaHO.

K pactBopy MeTnin S-meTokcunmupuMuanH-2-kapookcmiata (180 mr, 1,07 mmons) B aTaHoste (4 M) no6as-
st 6opruapun Hatpus (81 mr, 2,14 MMOJIb) M TTOJTy4EHHYIO cMech nepeMenmuBany B Tedenue 90 muH. Jlety-
YHe BEIIECTBA BBIMAPUBAIIH, OCTATOK Pa30aBIIsLTH STUIIANCTATOM U (PUIBTPOBAIU Uepe3 CIoi cuaukaress. [locie
BBINTAPUBAHUS MTOTydad 35 MT YKa3aHHOTO B 3arojIOBKe coeanHeHue (BbIxox 23%) B BHIE TBEPIOTO BeUIeCcTBa
CBeTIIo-kenToro mnsera. oy SAMP (500 MI'n, xmopodopm) 8,40 (s, 2H), 4,79 (s, 2H), 3,93 (s, 3H).

Cramqus 3, croco0 71. 5-Metokcu-2-({[2-(mupunuH-3-mn)-[ 1,3 Jokcazono[ 5,4-b JnupuaunH-6-
WJI|OKCH } METHIT ) TUPUMHUJTHH.

Cmech  (5-MeTOKCUTTUPHUMHIWH-2-WiI)MeTaHona (26 wmr, 0,19  wmmoms),  2-(mupuauH-3-w)-
[1,3]okcazomno[5,4-b]mupuaua-6-oma (90%, 44 mr, 0,19 MMOJIb, TOTy4EHHOTO B COOTBETCTBHH cO crocobom 30)
u 1manoMeTwieHTpuodyTmidochopana (0,07 v, 0,28 MMoip) B Tomyoste (1 M) HarpeBaimu ¢ 0OpaTHBIM XOJIO-
IWIBHUKOM B TedeHHe 6 4. PeaknMOHHYIO CMech BBIIApPUBAIM M OYHINAIH MPU TTOMOIIHA KOJIOHOYHOH (hiamI-
xpomartorpadun (cunmkarens, 2-35% TerparnapodypaH B IUXJIOPMETaHE), pacTHpaiIn ¢ 3¢upoM (5 M) U cy-
IIMJIM Ha BO3AyXe ¢ moiryueHueM 13,1 Mr yka3aHHOTO B 3arojioBke coeauHeHus (Bbrxoxa 21%) B BHIE TBEPIOTO
BEILIECTBA CBETJIO-KOPUIHEBOTO IIBETA.

Ipumep 1, cmocod 71. 5-Metokcu-2-({[2-(mupunus-3-un)-[1,3]okcazono[5,4-bnupunuH-6-mi|ok-
CHl } METHJI) TUPUMUINH.

Sy SAMP (500 MI'n, IMCO) 9,35 (dd, J = 2,2, 0,7 T'u, 1H), 8,83 (dd, J = 4,8, 1,6 T'u, 1H), 8,60 (s, 2H),
8,57-8,51 (m, 1H), 8,20 (d, J =2,7 I'y, 1H), 8,03 (d, J =2,7 I', 1H), 7,67 (ddd, J = 8,0, 4,8, 0,8 T', 1H), 5,39 (s,
2H), 3,92 (s, 3H). Tr(MET-YB2XX-AB-101) = 2,18 mun, (ES") (M+H)" 336.

Creyromuii mpuMep TMoIyJalid COTJIAaCHO croco0y 71, OMMCaHHOMY BHIIIIE.

Tab6muma 72
TIpum. CrpykTypa Mon. Hassanue no JHannbie XKX-MC
Macca TUPAC
5-MeTOKCH-2-
({[2~(mupunun-3- Tr(MET-
# i }_G wn)- YBDXKX-AB-
1 /(:[/N R = 335,32 | [1,3]okcazono[5,4 101)=2,18
‘ > > >

e -b]nupuaun-6- munyr, (EST) M

WJT]OKCH } METHIT) T +H)" 336

HUPUMHAHH

Cnocob 72.
Cxema crocoba 72
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Cranus 1, coco6 72. 2-[6-(T'uapokcumetvn)mupuanH-3-wmi|-2,3-muruapo- 1 H-uzounnon-1,3-muoH.

5-(AMuHOTIMPUANH-2-WIT)MeTaHoa quruapoxyuopun (500 mr, 2,54 Mmmois) u 2-6en3odypan-1,3-muon (376
MT, 2,54 MMOJIb) HarpeBajiy ¢ 0OpaTHBIM XOJIOAWILHUKOM IIpH NepeMeninBanuy B nupuaune (10 M) B Teuenue
4 4 B arMocdepe azora. CMech BHINAPHUBAIN M NMEPEKPUCTAILIM30BBIBAIM M3 MeTaHOoNa (20 M) ¢ MOIydeHHEM
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314 Mr ykazaHHOTO B 3arojioBke coenmHeHus (Bbxon 48,7%) B BHze mopormka moutu Oeroro meera. oy AMP
(500 MI'n, IMCO) 8,57 (d, J = 2,3 ', 1H), 8,03-7,96 (m, 2H), 7,96-7,92 (m, 2H), 7,90 (dd, J = 8,3, 2,4 I'L,
1H), 7,64 (d, J = 8,3 I'u, 1H), 5,53 (t, ] = 5,9 I'n, 1H), 4,63 (d, ] = 5,7 T'y, 2H). Tt(MMETCR1673 2-MuHYTHBIH
cnoco6) = 0,94 mun, (ES") (M+H)" 255.

Cramus 2, cmocod 72.  2-[6-({[2-(1-Merun-1H-ttmpazon-4-un)-[ 1,3 Jokcazomno[5,4-b|mupuana-6-
WI|OKCH } METH ) TUPUANH-3 -1 |-2,3-nuruapo- 1 H-uzounmon-1,3-nnoH.

2-(1-Metun-1H-mmupazon-4-un)-[ 1,3]okcazomno[5,4-b|mupuaua-6-omn (61 mr, 0,28 MMOJb, MOTyYSHHBIA B
COOTBETCTBUU cO crocoboM 30), 2-[6-(THAPOKCUMETHI)TUPUINH-3-1i]-2,3-quruapo- 1 H-uzounmon-1,3-auon
(79 wr, 0,31 mmois) 1 nnanometuneHTpuoOyTHIGochopan (111 mxi, 0,42 MMoIB) B ToJTyodie (5 MIT) HarpeBasu
o temneparypbl 100°C B atMocdepe a3zora B TeueHune HouW. J[oOaBnsum muaHoMeTHiIeHTpUOyTuidochopan
(111 mxm, 0,42 MMoITB) B TOJTyOJE (5 MJT) M YKa3aHHYIO CMeCh HarpeBaiu jo temreparypsl 120°C B atMocdepe
a30Ta B TCUCHHWE HOYM. YKa3aHHYIO PEAKIMOHHYIO CMECh OXJIaKAAIN J0 KOMHATHOHM TeMIepaTyphl U KOHIICH-
tpupoaiu. [Tocie pactupanus ¢ nudTHIIoBEIM 3¢upoM (10 mir) momyvanu 62 Mr TBEpJOro BelllecTBa KOPHUHE-
BOro 1Beta ¢ yuctoroi 36% cornacHo XKX-MC, Ho ~90% cornacHo npotoHHOMY SIMP, HeounIeHHBIN MaTepu-
aJI MCIIOJIb30BAM Ha CIIEAYIOIICH CTaauu.

Cragus 3, croco0 72.
WJT|OKCH } METHJT ) TUPHUIWH-3-aMHUH.

2-[6-({[2-(1-MeTun-1H-mmupazon-4-un)-[ 1,3 ]Jokcazono[5,4-b]mupuanH-6-11|OKCH } METHI ) TAPUTHH-3 -1 | -
2,3-muruapo- 1 H-monngon-1,3-quon (90%, 62 mr, 0,12 MMoIIB) CyCTICHIUPOBAIN B 3TaHOJE (2 MII) U 10OaBIIA-
mu ragpat ruapasmaa (1:1) (120,24 vk, 2,47 MMOJIB) U TIONYYEHHYIO CMECh TIEpEeMEITUBaIA MPHU KOMHATHOU
TeMIieparype B TedeHne Houn. CMech (GMIBTPOBANH, TBEPAOE BEIIECTBO MPOMBIBAII METAHOJIOM (5 MJI) M 3THII-
arieratoM (5 mur). @UIBTPAT KOHIECHTPUPOBAIM M OYMINAIM NPHU IoMoIny npenapatuBHoid BOXX (anetonwur-
pui/Boaa + 0,2% ruapoKcua aMMOHHUS) € MOCIEAYIONMEeH MepeKpucTau3anuei u3 meranona (1 mir) ¢ nomyde-
H1eM 10 Mr yka3aHHOTO B 3arojIOBKE COeMHEHNUS (BBIX0A 24%) B BHJE NOPOILIKA ITOYTH OEIOTo IBETA.

[Ipumep I, cmoco6  72.  6-({[2-(1-Metun-1H-nmpazon-4-un)-[ 1,3 ]okcazono[5,4-b Jmupumun-6-
WJT)OKCH } METHJT) TUPHIUH-3 -aMHUH.

oy AMP (500 MI'u, AMCO) 8,59 (s, 1H), 8,13 (s, 1H), 8,02 (d, J = 2,7 I'u, 1H), 7,93 (d, J = 2,6 'y, 1H),
7,85(d,J=2,7Tn, 1H), 7,22 (d, J = 8,3 I'y, 1H), 6,94 (dd, J = 8,3, 2,7 I';, 1H), 5,40 (s, 2H), 5,07 (s, 2H), 3,96
(s, 3H). Tr(MET-YB2XXX-AB-101) = 1,31 mun, (ES") (M+H)" 323.

Crieyromuii mpuMep MOIyJalld COTJIACHO croco0y 72, ONMMCAaHHOMY BHIIIIE.

6-({[2-(1-MeTwi- 1 H-tupazon-4-un)-[ 1,3 Jokcazono[ 5,4-b jrupuaua-6-

Tabmnmma 73
IIp Crpykrypa Mon. Hassanne nmo Jannbie XKX-
UM Macca TUPAC MC
6-({[2-(1-merun-
1H-nupazon-4- Tr(MET-
= ‘ ">__C!»/ wn)- YBOXKX-AB-
V
1 SN N == 322,33 | [1,3]okcasomo[5,4 | 101)=1,31
=" -b|mmpuarH-6- muHyT, (ESY)
winJokcu}merumn | (M + H)* 323
HUPUANH-3-aMUH
Crioco6 73.
Cxema cniocoba 73
Poes L0
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Cramus 1, cioco6 73. 2-Metuin-5-{[5-(npor-2-eH- | -UI0KCH ) TUPUANH-2-1JI [METOKCH } -1 ,3-0€H30KCa3011.
2-Merun-1,3-6en3okcazon-5-oix (1,4 t, 9,39 mmons) U [5-(mporn-2-eH- | -UIOKCH)TUPHIAH-2 -HJT [METAaHOI
(1,8 1, 10,33 mMoub, onucad B matenTe CIIIA 4198416 (1978), cchutounslil mpuMep 3) CyCleHANPOBAIH B 0€3-

Cra:(m 5
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BOJIHOM Toiryose (20 mur), no6asisi nnaHomermieHTpudyrungdochopan (3,69 min, 14,08 MMoIIB) U yKa3aHHYIO
peakumMoHHyI0 cMech HarpeBanu 1o temmeparypbl 100°C B Teuenue 4 4 B atMocgepe azora. PeaknmoHHyIo
CMECh OXJIAXKIAJIH 10 KOMHATHOH TeMIepaTypsl U pacTBOPUTENb yAAIIN B Bakyyme. [locne pactupanus ¢ au-
3TWIOBBIM 3¢upoM U renranoM (1:1, 10 M) momydanu 1,449 r ykazaHHOTO B 3aroJIOBKE COCIUHEHUS (BBIXOJ
52%) B BHAE TBEpIOrO BemiecTBa QuonetoBoro mngera. oy AMP (250 MI'u, IMCO) 8,31 (d, J = 2,3 I'u, 1H),
7,55 (d,J=8,9Tn, 1H), 7,49 (d, J = 8,4 ', 1H), 7,43 (dd, J = 8,6, 2,8 I'y, 1H), 7,29 (d, J = 2,5 I'n, 1H), 7,00
(dd, J =89, 2,6 I', 1H), 6,05 (ddt, J = 17,2, 10,5, 5,2 'y, 1H), 5,42 (dq, J = 17,3, 1,7 I'u, 1H), 5,29 (dq, J =
10,5, 1,4 T, 1H), 5,14 (s, 2H), 4,67 (dt, J = 5,2, 1,4 T', 2H), 2,58 (s, 3H) Tr(METCR1673) = 1,26 mun (ES")
(M+H)" 297.

Cramus 2, cioco6 73. 2-AMuHO0-4-{[5-(Tipon-2-¢H- | -HITOKCH ) TUPUANH-2-HJ1 [METOKCH } peHOI.

2-Metun-5-{[5-(npomn-2-eH- 1 -uaoKcH ) IUpUINH-2-1a|MeToKCcH § - 1,3-0en30kcazon (98%, 1,7 1, 5,61
MMOJIb) pacTBOpsUTH B TaHoie (30 mi), moGasisuin 2 M pacTBOp COsTHOM KUCIOTH (15 MiT) 1 yKa3aHHYIO peak-
IIUOHHYIO cMech HarpeBanu Ao Temneparypsl 105°C B Teuenue 40 4. PeakIIMOHHYIO CMECh OXJIAXIaNIH 0 KOM-
HAaTHOW TEMIIEpaTypbl U PACTBOPUTEb YAAISUIA B BakyyMe. OCTaTok mojBepranu o0paboTKe YIbTPa3ByKOM C
HacChIIIEHHBIM pacTBOpOM OHnkapOoHaTa HaTpus, JoBoawIN pH 10 8, 3aTeM pacmpenensiu Mexay AuXjIopMeTa-
HoM (100 mur) m citom paszensui. BonHslid cioif skcTparupoBanu auxiaopMeTanoM (2 x 75 mur). O0beiMHEHHbIE
OpPTaHWYeCKHE IKCTPAKTHI MMPOMBIBAIM HACBHIIIEHHBIM COJIEBBIM pacTBOpoM (20 M), cymmnu Hajx Oe3BOJHBIM
cynbhaToM HaTpusl, GHIBTPOBAIN U KOHIIEHTPUPOBAIN B BaKyyMe C moirydeHueM 1,17 T yKka3aHHOTO B 3arojos-
Ke coenHeHus (BbIxoJ 76%) B BHIE TBEpJIOTO BemecTBa OpoHszoBoro 1Bera. oy AMP (500 MI'n, JIMCO) 8,48
(s, 1H), 8,26 (d, ] = 2,2 ', 1H), 7,46-7,34 (m, 2H), 6,50 (d, J = 8,5 'y, 1H), 6,27 (d, J =2,9 I'y, 1H), 6,12-5,96
(m, 2H), 5,41 (dd, J = 17,3, 1,7 T'u, 1H), 5,28 (dd, J = 10,5, 1,5 I'y, 1H), 4,90 (s, 2H), 4,65 (dt, J = 5,2, 1,4 'Ly,
2H), 4,53 (s, 2H). T(METCR1673) = 0,87 mun (ES") (M+H)" 273, 93%.

Cramus 3, cnoco6 73. N-(2-T'mapoxcu-5-{[5-(Tipon-2-eH- 1 -HIOKCH ) TUPUANH-2-HJ |[METOKCH } PeHII)- 1 -
METHII-6-0KCO- 1 ,6-TUruap O pHIa3UH-3-KapOOKCaMHI.

K pactBopy 2-amuHO-4-{[5-(1pon-2-eH- | -MIoKcH ) TupuanH-2 -1 |MeTokcH } penona (835 mr, 3,07 MMoub)
B mupuauHe (12 mur) mobasmstnu 1-3Twi-3-(3-IuMe THIIaMIHOIPOIIIUT ) Kapooauumuaa ruapoxiopun (735 mr, 3,84
MMOJIB) B 1-MeTni-6-okco-1,6-murunponnpuaasni-3-kapooHoByro kucioty (591 mr, 3,84 MMoIb) M yKa3aHHYIO
PeaKkIMOHHYIO CMECh ITepEeMEIINBaI IPU KOMHATHON Temneparype B TeueHue 22 4. Jlo6asisumn Boxy (25 mi) n
MOJIYYSHHBIH 0CaI0K COOMpay rmpu rnoMouy GpuinbrpoBanus. TBepaoe BEMECTBO CYIIMIN B BAKYYMHOH Ie4H B
TedyeHue | 9 ¥ 3aTeM MOBTOPHO pacTBOpsuId B 7 N pacTBope aMMHaka B METAHOJIE U MEPEMELINBAIU NIPU KOM-
HAaTHOHM TeMIeparype B TeueHHe 1 4. 3aTeM pacTBOPUTEIb YAAIAIH B BaKyyMe ¢ mosrydeHueM 702 Mr yka3aHHO-
rO B 3aroJIOBKe coequHEHHUs (BbIxon 42%) B BHIC TBEPIOTO BEIIECTBA XXENTOro IBera. oy SAMP (500 MI'm,
JIMCO) 9,56 (s, 1H), 8,28 (d, J =2,0 I', 1H), 7,98 (d, J =9,7 I'y, 1H), 7,92 (d, J = 3,0 'y, 1H), 7,51-7,33 (m,
2H), 7,09 (d, J = 9,7 I', 1H), 6,84 (d, J = 8,8 I'i, 1H), 6,66 (dd, J = 8.8, 3,0 I';, 1H), 6,04 (ddt, J = 17,2, 10,5,
5,3 I'y, 1H), 5,41 (dd, J = 17,3, 1,6 I'u, 1H), 5,29 (dd, J = 10,5, 1,5 T'u, 1H), 5,01 (s, 2H), 4,77-4,55 (m, 2H),
3,76 (s, 3H), 3,71 (s, 1H). Tr(METCR1673) = 1,12 mun (ES") (M+H)" 409.

Cramus 4, cmocod6  73.  2-Metun-6-(5-{[5-(pon-2-eH- 1 -HIOKCH ) TUPUAWH-2 -1 |[METOKCH } -1,3-
OCH30KCa3011-2-111)-2,3 - TUT U APOTHPHIA3UH-3-0H.

N-(2-I'mapokcu-5-{[5-(nporn-2-eH- 1 -NIOKCH ) TUPUANH-2-WIT |METOKCH } peHmI)- | -MeThI-6-0kco- 1,6-murua-
pomupunasus-3-kapookcamun (702 mr, 1,39 MMoub) cycrieHIMPOBaIN B YKCYCHO# kuciote (12 mir) U HarpeBa-
mu 1o temnepaTypsl 180°C B TeueHue 28 4. YKa3aHHYIO PEakIUOHHYI CMECh OXJaXKIAlU JO KOMHAaTHOH TeM-
nepaTypsl U KOHHEHTpUpoBamu. OCTaTOK pacHpedesii MeXAYy JUXIOPMETAaHOM U HACBHIIIEHHBIM PacTBOPOM
rugpokapOoHaTa Hatpusi, GWIBTPOBAIN U pazaeisu. OpraHMdecKuid cI0i MPOMBIBAJIM HACBHIIIEHHBIM PacTBO-
pOM rHIpOKapOOHATa HATPHUS, CYLIMIM HajJ Cyab(paToM MarHus W KOHLEHTpuposanu. Ilocie ouncTku mpu mo-
MOIIIXA TBOMHON MEPEKPUCTAIUIM3AINHN U3 alleTOHUTPIII:MeTaHou (99:1) momydanu 93 Mr yka3aHHOTO B 3aroJIOB-
Ke coeuHenus (BEIXon 17%) B BUIE TBEpIOTO BemecTBa Gexenoro meeta. Tr(METCR1673) = 1,23 mun (ES")
(M+H)" 391, 83%.

Cramus 5, cmoco6 73. 6-{5-[(5-'umpoxcunupuanH-2-ui)MeToKCH |- 1,3-0eH30KCca301-2-1 § -2-MeTHI-2,3-
JTUTHIPOTTAPHUIA3HH-3-0H.

2-Metun-6-(5-{[5-(mpon-2-eH-1 -unokcn ) mupuaAnH-2-1i1 |MeTOKCH | - 1,3-0eH30Kca301-2-1i)-2,3-Auruapo-
nupuaasuH-3-oH (93 wr, 0,2 mmomns) u 1,3-mumermmupumunni-2,4,6(1H,3H,5H)Tpuon (62 mr, 0,4 MMoIb)
cycnenanpoBaiu B 6e3BogHOM N,N-mumernndopmamune (3 Mi1) M Aera3upoBaii B IOTOKE a30Ta B TEYCHHUE 5
muH. Jlo6aBisum Terpakuc(tpudenmwipochun)namianuii(0) (11 mr, 0,01 MMONIB) M yKa3aHHYIO PEAKIMOHHYIO
CMeCh IIepeMEIINBAIIM P KOMHATHOM TeMIiepaType B aTMocdepe a3oTa B TeueHue 4 4, 3aTeM KOHIIEHTPHPOBa-
. OcTaTok pactupanu ¢ Bogou (15 M) u pmnbrpoBanu. [Tociie OYUCTKY TIpH TTOMOIIH TOpsSTYeH MTEPEKPHUCTa-
JM3aIMy U3 TeTparuapodypana (5 MiI) HOXydadw 55 MI yKa3aHHOTO B 3arojIOBKE cOoeqMHEHHs (BbIxox 79%) B
BHUJIE TIOPOIIKA OPAHKEBOTO IIBETA.

IIpumep 1, coco6 73. 6-{5-[(5-T'unpoxcunupuanH-2-ui)MeToKcH|-1,3-0eH30KCca301-2-1 } -2-MeTHI-2,3-
TUTHIPOIIAPHUIA3HH-3-0H.

Sy SAIMP (500 MI'y, IMCO) 10,03 (s, 1H), 8,21-8,08 (m, 2H), 7,73 (d, J =8,9 I';, 1H), 7,46 (d, ] = 2,5 'Ly,
1H), 7,40 (d, J = 8,4 I'n, 1H), 7,20 (dd, J = 8,4, 2,8 I', 1H), 7,16-7,09 (m, 2H), 5,12 (s, 2H), 3,79 (s, 3H).
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Tr(MET-YB)XX-AB-101) = 1,85 mun, (ES*) (M+H)" 351, 92%.
Cne,uylomne MMpUMEPLI NOJTYyHaJIu COIJIaCHO CHOCO6y 73, OIMMMCAaHHOMY BBIIIIC.

Tabmuma 74
TIp. CrpykTypa Mon. Hassanue o JHannbie XXX-MC
macca IUPAC
6-{5-[(5-
THAPOKCHITUP UTAH- Tr(MET-
° = 2-unmmerokcu]-1,3- | YBOXKX-AB-101)
> = | 3503
1 7 | » W b R GEeH30KCa301-2 -1 }- = 1,81 munyT,
bl
o 2-mernn-2,3- (ES) (M + Hy*
JUTUAPONUPUIA3UH- 351
3-on
5-{5-[(5
Tr(MET-
THAPOKCHIHPHANH-
“. AR 3 YBOXX-AB-101)
}—O—/{ 376,3 | 2-un)merokcu]-1,3-
2 = W = "— = 2,05 MuHYT,
“ Il 7 GeH30KCa30M-2-1i1 }-
W (ES) (M +H)”
N-MeTunnupuaus-2-
377
KapOOKcaMun
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Cramus 1, cioco6 74. N-(5-BpoM-2-ruapOoKCUTTHPUINH-3-11)- | -MeTHII-6-0KCc0- 1 ,6-TUruAponpruaa3uH-3-
KapOOKcaMuI.

K pacrtBopy 1-metun-6-okco-1,6-murunponupunaznd-3-kapooHoBoi kucnotsl (0,82 1, 5,34 mmons) u 3-
amuHO-5-Opommupuann-2-ona (1,01 1, 5,34 wmmoms) B numpuguae (20 mi) npoGasmsmm  1-sTwin-3-(3-
JMMETHIaMHUHOTIPONHI)Kapooqunmuaa ruapoxiopun (1,54 r, 8,02 MMoIIb) B MOy4EHHYIO CMECh TIepeMeIBa-
mu B TedeHne 30 MUH. YKa3aHHYIO CYCIICH3MIO pa30aBIisuiid BOJOW M BBIIEPXKHMBAIN B TeueHHe HouH. [lomyden-
HBIE TBEPJIbIC BEIIECTBA OT(IILTPOBBIBANIN, TIPOMBIBAIIM BOJOH M TENTAHOM M CYIIWJIM Ha BO3IyXe. YKa3aHHbIC
TBEpAbIC BEIECTBA JOMOIHUTEIBHO HECKOJIBKO Pa3 MOABEPrall a3cOTPOITHOH IMEPETOHKE C HCIOIb30BaHHEM
renrTaHa ¢ moxy4eHuneM 1,53 T yka3aHHOTO B 3arojIoBKe coenuHEHHUs (BBIX0OX 88%) B BUAE TBEPIOTO BEIIECTBA
KpeMoBoro ngeta. oy JAMP (250 MI'n, AMCO) 9,77 (s, 1H), 8,35 (d, J = 2,6 I'u, 1H), 7,95 (d, J = 9,7 I'y, 1H),
7,44 (d, J = 2,6 Ty, 1H), 7,09 (d, J = 9,7 Tu, 1H), 3,76 (s, 3H). Tr((MET1673) = 0,98 mun (ES") (M+H)"
325/327.

Cramus 2, cioco6 74. 6-{6-bpom-[1,3]okcazomno[5,4-b]mupuaua-2-mi} -2-MeTui-2,3-TUruaponupuIa3uH-
3-oH.

Cwmech TpuaTmiiamuHa (2,74 r, 27,07 mmois), Tpudenmndocduna (3,55 r, 13,53 MMoib) 1 rekcaxyiopaTaHa
(2,0 r, 8,46 Mmmous) B quxyopMetane (5 mMi) nepemenmmBany B Tedenue 10 MuH, 3aTeM 100aBIsUTH TBepAbId N-
(5-6pom-2-runpoxcunupuanH-3-mn)- 1 -Metri-6-okco-1,6-muruaponupuaasun-3-kapbokcamuy (1,1 r, 3,38
MMOJIB). YKa3aHHYIO CMeCh IepeMElIMBaId NpPU KOMHATHOW Temiieparype B Tedenune 12 4. OOpazoBaHHbIE
TBEpAbIC BEIIECTBA yNAJSUIM NPH ITOMOIIY (UIBTPOBAHUS U JIETyYHe BEIIECTBa BhImapuBaiu. [locie ouncTku
MpY TIOMOIIU KOJOHOYHOH (umui-xpomaTtorpaduu (crwiukareib, 2-20% Terparuapodypal B TUXIOpPMETaHE),
CYCIICHIUPOBaHUs B TopsiaeM 3TaHoue (mpumepHo 30 mur), oxmaxkaeHus u GusTpoBanus noixydanu 0,61 r yka-
3aHHOTO B 3arojIOBKe coeinHeHHe (BBIXol 59%) B BUIE TBEpIOro BellecTBa Oenoro mseta. oy AMP (500 MIn,
xaopodopm) 8,49 (d, I =2,1 T'u, 1H), 8,24 (d, ] =2,1 I'u, 1H), 8,11 (d, J =9,7 I'y, 1H), 7,09 (d, J = 9,7 I', 1H),
3,98 (s, 3H). Tr(MET1673) = 1,62 mun (ES") (M+H)" 307/309.
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Cranus 3, croco6 74.
JUTUAPOITUPUIA3HH-3-0H.

Cwmech amerara kamus (487 wmr, 4,97 mMmonb), 6-{6-0pom-[1,3]okca3oo[5,4-b]mupunun-2-umn}-2-MeTHIT-
2,3-muruapo-nupunasua-3-ona (610 mr, 1,99 mmons), ouc-[(mudenmndochuno)deppoueH | auxaopnanianus(Il)
(145 wr, 0,2 mmons) 1 O6uc-(TImHAKOJIATO)AKb0pa (554 Mr, 2,18 MMOJIB) B Iera3upoOBaHHOM TETparuapodypaHe
(15 M) HarpeBasi ¢ OOpPaTHBIM XOJOIMIBHUKOM B TeUEHHUE 2 U, 3aTeM OXJIaXKIalIHh B TeueHue Hour. JloOasmsuin
Boay (20 mur) u stmanerart (20 MiI) ¥ HEPACTBOPUMBIA MaTepHall OT(QHUILTPOBBIBAIH C MOJYIEHUEM TBEPIIOTO
BelecTBa cepedpucto-ceporo mBeta. Cioil 3THaneTata OTACISUIA, BOJHBIN CIOH 3KCTParupoBalid dTHIALETA-
TOM, 00BETMHCHHBIC OPTaHHYECKUE CIIOU MPOMBIBATH HACBHIIICHHBIM COJICBBIM PacTBOpoM (50 mit), cymming Haj
cynb(haToM HaTPHs U KOHIEHTPUPOBAIH C noiydeHueM 0,79 T mpoMeXyTOYHOTO COeIMHEHHs OOpPOHOBOTO 3¢du-
pa B BHJE JIMIIKOTO TBEPAOTO BEUIECTBA KOPUYHEBOT'O 1IBETa, YHCTOTa puMepHo 60% (ro ganuemM 1H SIMP). K
pacTBOpY NMPOMEKYTOUHOTO COEIUHEHHsS OOPOHOBOTO 3(Hpa, BBLACIECHHOTO, KaKk onucaHo Beimie (790 mr, 1,34
MMoOJIb, unuctora 60%), B TeTparunpodypane (10 mi) nobasmisiam nepbopar Hatpus terparuapat (514,8 mr, 3,35
MMOJIb) B BoJie (5 MIT) M TIOIYYCHHYIO CYCIICH3HUIO MIEPEMEIINBAIIH IPH TEMIIEPATYPEe OKPYKAIOIICH CPEeIbl B Te-
genue 2 4. K ykazanHol cMecu 100aBIsuIH HACHIIIIEHHBIA pacTBOp Xjaopuaa aMMoHus (20 M) u stunaneraTa (20
MJI) ¥ TBEpJIbIC BEIIECTBA yAAJSUTH MPU MTOMOITH (GHIBTPOBAHUS C TToydeHueM 196 Mr yka3aHHOTO B 3aroJIOBKE
coequHeHue (BBIxo 60%) B BUIE TBEPJOTO BEIIECTBA KOPHYHEBOTO 1BeTa. Oy SAMP (250 MI'u, IMCO) 8,13 (d,
J=98Tu, 1H), 799 (d, J =24 I'n, 1H), 7,62 (d, J = 2,4 T'u, 1H), 7,14 (d, J = 9,8 'y, 1H), 3,81 (s, 3H).
Tr(MET1673) = 1,30 mun (ES") (M+H)" 245.

Cramus 4, criocod 74. 6-{6-[(5-MeTokcunupuanH-2-un)MeTokcu|-[ 1,3 ]Jokcazono[5,4-b mupuann-2-nmn}-2-
METHII-2,3-TUTUAPOTIHPUIA3UH-3-0OH.

K cycnensun (5-merokcunmpuauu-2-um)meranona (43 wr, 0,32 wmmomb) W 6-{6-rmapokcu-
[1,3]okcazomno[5,4-b|mupuaun-2-un} -2-MeTii-2,3-muruaponupunazui-3-ona (70 mr, 0,29 mmois) B Toiryoue (5
MIT) TO0aBIsUM IaHOMeTIIeHTpuOyTIidochopan (0,11 mi, 0,43 MMOIB) ¥ OTYYCHHYIO CMECh HAarpeBaH C
00paTHBIM XOJIOAWIBHUKOM B TedeHue 2 4. [locite oxutaxIeHus JIeTy9Ire BEIIeCTBA BBIITAPUBAIIN M OCTATOK pac-
TUpAJH B AUITHIOBOM 3(Hpe:rentane, GuiIbTpoBaiy, 3aTeM pactupanu B anerorutpuie: JMCO:Boae u GribT-
pOBaK ¢ MoJydeHHEeM 34 MI' YKa3aHHOTO B 3arojioBke coenuHeHus (BbixoJ] 33%) B BHIIC TBEPIOrO BEIICCTBA
CBETJIO-KOPUIHEBOTO IIBETA.

IIpumep 1, cioco6 74. 6-{6-[(5-MeTokcunupuanH-2-un)MeTokcu|-[ 1,3 ]Jokcazono[5,4-b jmupuann-2-nmn}-2-
METHII-2,3-TUTUAPOTIHPUIA3UH-3-0H.

Sy SAMP (500 MI'u, AMCO) 8,31 (d, J =2,9 I', 1H), 8,24 (d, J = 2,7 T'u, 1H), 8,15 (d, J = 9,7 ', 1H),
8,08 (d,J=2,7Tn, 1H), 7,56 (d, J = 8,6 'y, 1H), 7,45 (dd, J = 8,6, 3,0 ', 1H), 7,15 (d, J =9,7 ', 1H), 5,26 (s,
2H), 3,84 (s, 3H), 3,82 (s, 3H). Tr(MET-YB2XX-AB-101) = 2,2 mun, (ES") (M+H)" 366.

Crienyrommye mpuMepsl MOJTydaii COTJIACHO CITOCO0y 74, OMMCaHHOMY BHIIIIE.

6-{6-T'unpoxcu-[ 1,3]Jokcazomno[5,4-b|mupuana-2-wmn } -2 -MeTmi-2,3-

Tabsmma 75
Ilp. Crpykrypa Mon. Haszpanue mo JHannbrie XKX-MC
Mmacca IUPAC
6-£6-[(5-
METOKCHITUPH/IHH-
Tr(MET-
. 2-WIT)METOKCH]- VBYKXAB
o 0, — - -
[ 2 o [1,3]okcazono[5,4-
1 -~ \ >_<j>\: 365,35 . - 101) = 2,25
) [UPUAHH-2-11 } -
o P munyT, (EST) (M
2-meTni-2,3-
+H) 366
OUTHAPOTHPHAA3H
H-3-OH
6-(6-{[5-(2-
bropaTorcH)pH
JIHH-2- Tr(MET-
2 i e>_<=>: WJT]METOKCH } - YBOXX-AB-
p s
2 0 S \—-\ 397,37 | [1,3]okca3on0[5,4- 101)=12,32
e blnupunun-2-un)- | munyt, (ES7) (M
2-meTtun-2,3- +H)y" 398
IUCHAPONMPHAA3H
H-3-OH
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Cnocob 75.
Cxema crocoba 75
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Cramus 1, cioco6 75. 6-(I'mapokcuMeTh)-2-MeThI-2,3 - IUriAPOTTHPUIa3H-3-0H.

K cycnensuu 1-meTmin-6-okco-1,6-auruaponupuaazni-3-kapoonoBoit kucaotel (300 mr, 1,95 mmons) u
TpudTHIaMuHA (298,43 MK, 2,14 MMoutb) B cyxoM TeTparuapodypane (15 mir) mpu temneparype 0°C mobasisi-
mm 300y THI xsopdopmuar (279,04 mxi, 2,14 Mmmois). PeakunoHHYI0 cMech HarpeBaiu 0 KOMHATHOW TeMIle-
paTyphl ¥ TIEPEMEIINBAIN B TeUCHHUE | 4. YKa3aHHYIO0 CMECh KOHIICHTPUPOBAIU B BAKYyME U OCTaTOK PacTBOPS-
1 B tetparuapodypane (15 mu). Jobasmsim 6opruapun Hatpus (295 mr, 7,79 MMOJIb) ¥ cMech NepeMelIInBaIu
IpY KOMHATHOW TeMIlepaType B TedeHHe | 4, 3aTeM racwiu nobOaBieHHeM MeraHoia (6 mi1) ¥ BoAbl (6 Mi).
CMech DKCTparupoBaiy TUXJIOpMeTaHoM (3 X 25 Mir) M 0ObeTUHEHHBIE OPTAHUIECKUE SKCTPAKTHI CYIIMIN HAJl
cynb(paToM HATpus, (UIBTPOBAIM W KOHICHTPUPOBANHW. [locie OYHCTKH MPH TOMOIIY KOJOHOYHOM (IdII-
xpomarorpaduu (CHIMKArelb, 3TUIANCTAT B TENTaHEe) Moydand 148 Mr yka3aHHOTO B 3arOJIOBKE COCIUHCHHS
(Berxox 51%) B BHIe TBepaoro BemecTBa 6enoro meera. oy AMP (500 MI'n, AMCO) 7,47 (d, J = 9,5 I'u, 1H),
6,94 (d,J=9,5Tn, 1H), 5,47 (t, ] =6,0 I', 1H), 4,32 (d, J = 6,0 ', 2H), 3,61 (s, 3H).

Cramus 2, cioco6 75. 2-Metun-6-({[2-(mupuann-3-un)-[ 1,3]okcazomno[5,4-b|mupuanH-6-1IT|OKCH | METHIT)-
2,3-TUrUApOTIHPUIa3UH-3-0H.

K nepememmBaemomy pactBopy 2-(tmpuams-3-un)-[1,3]okcazomno[5,4-b]mupuaun-6-oma (100 mr, 0,47
MMOJIb) B 6-(THIPOKCUMETHI)-2-MeTHII-2,3-Turuaponupuaasui-3-ona (72 mr, 0,52 MMonb) B Toiyone (3 mu)
nobaBmsn IuanoMeTwieHTpuodyTmidochopan (0,18 mir, 0,7 MMOIB) M yKa3aHHYIO PEAKIIMOHHYIO CMECh Harpe-
Banu 1o Temmepatypsl 100°C B Teuenue 20 14 B atMmocdepe azora. K ykazanHol cMecH T00aBIISIN THAaHOMETH-
nentpubytmipocpopan (0,1 mn, 0,39 mMmonb) u 6-(THAPOKCHUMETHI)-2-METHI-2,3-TUTHAPOTTUPUIA3UH-3-0H
(30,0 mr, 0,21 MMOJIB) ¥ HarpeBaiu B TEUCHUE JOMOIHUTEIbHBIX 3 4. PEakIIMOHHYIO CMECh OXJIAXKIAIH 10 KOM-
HATHOM TEeMIIepaTyphl U TBEPAOE BEMICCTBO YAAJSUIN P MOMOIIX (GHIBTPOBAHUS U MPOMBIBAIH TOIYOJIOM.

[Mocne ouncTKN MpH MOMOIIM PACTHPAHUS C AMATWIOBBIM ddupom:rentanoM 1:1 (5 M) ¢ mocieayromum
ropsuuM (UIBTPOBAHKUEM U3 dTWIaneTata (5 M) moxy4anu 14 Mr yka3aHHOTO B 3ar0JIOBKE COCTUHEHUS (BBIXOJ
9%) B BHUIIE TBEPIIOTO BEIIECTBA OSIKEBOTO IBETA.

[Tpumep 1, croco0 75. 2-Metmi-6-({[2-(mupuaun-3-mn)-[ 1,3 Jokcazono[ 5,4-b mupuaunH-6-
WI]OKCH } METHI)-2,3-TUTHAPOTTHPUAA3NH-3-0H.

Sy AMP (500 MI'u, AMCO) 9,36 (d, J = 1,8 ', 1H), 8,84 (dd, J = 4,8, 1,5 'y, 1H), 8,55 (dt, J = 8,0, 1,8
I'm, 1H), 8,23 (d, J =2,7 I'y, 1H), 8,11 (d, J = 2,7 I'u, 1H), 7,70-7,63 (m, 2H), 7,02 (d, J = 9,5 I'y, 1H), 5,15 (s,
2H), 3,67 (s, 3H). Tr(MET-YB2XX-AB-101) = 2,04 mun, (ES") (M + H)" 336.

Crieyromuii mpuMep TMOIyJalld COTJIACHO cIoco0y 75, ONMMCaHHOMY BHIIIIE.

Em—

Cranns 2

Tab6muma 76
IIpum. CTpykTypa Mon. | Haseanue no IUPAC | Hanneie XXX-MC
Mmacca
2-metun-6-({[2-
(MupunuH-3-1n)-
o Tr(MET-YBDXX-
P >_O [1,3]oxcazono[5,4-
v AN AB-101)=2,04
1 | 335,32 b]nupunun-6-
e munyT, (ES7) (M +
| WIT|OKCH } METHIT)-2,3-
H)* 336
JUTMAPONUPUAA3UH-
3-oH
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Cranus 1, ciocod 76. N-(5-bpom-2-xnoprnmpuanH-3-mn)nupa3nH-2-KapOoKCcaMu .

K pactBopy 5-6pom-2-xnoprnupuans-3-amuHa (5,0 T, 24,1 mmons) B upuaune (50 mir) nobasisum 1-9Tui-
3-(3-gumMeTniaMuHONIpONHI)Kapboqunmuaa rugpoxiopun (9,24 r, 48,2 MMoIb) M IMpa3uH-2-KapOOHOBYIO KH-
cioty (6,58 1, 53,02 MMOJIb) M YKa3aHHYIO PEAKIIMOHHYIO CMECh TIEPEMENINBAIN P KOMHATHOM TeMIlepaType B
teuenne 48 4. Jlobasmsun Boxy (50 Mir) ¥ mosrydeHHBIH 0calok coOMpali TP MOMOIIH (GHIBTPOBAHUS C TTOJTY-
YyeHueM 5,8 T yKa3aHHOTO B 3aroJIOBKe coelMHEHUs (BbIX0J 77%) B BHIIE TBEPAOTO BEUIECTBa OEKEBOTO LIBETA.
Sy SAMP (500 MI'y, IMCO) 10,50 (s, 1H), 9,34 (d, J = 1,1 T'y, 1H), 9,01 (d, J =2,5 I'y, 1H), 8,91-8,83 (m, 1H),
8,78 (d,J = 2,3 I'y, 1H), 8,45 (d, J = 2,1 T'n, 1H) Tr(METCR1673) = 1,32 mun, (ES") (M+H)" 313/315.

Cramus 2, cioco6 76. 2-{6-bpom-[ 1,3]okcazomno[5,4-b|mupuanH-2-wi1 } mupa3uH.

K pactBopy N-(5-0pom-2-xmoprupuauH-3-min)nupa3ud-2-kapbokcamuaa (4,79 r, 15,28 mmonps) B N,N-
nmumetunaneramuae (100 mi) mobasnsum docdar xamwst (3,242 r, 15,28 MMOIIb) ¥ TIOTy4EHHYIO CMECh TIepeMe-
muBaiK 1pHu Temmepatype 180°C B Tedenue 4,5 4. YkazaHHYIO PEAKITHOHHYIO CMECh OXJIKIAIH 0 KOMHATHON
Temmepatrypsl U QuabTpoBanu. OUIBTPAT KOHIEHTPHUPOBAIH, TBEPIOE BEIIECTBO pacTHpanu ¢ Boxoi. Ilocie
OYHCTKH TPH IMOMOIIM KOJIOHOYHOH (hmdi-xpomatorpaduu (cummkarens, 0-100% sTunaneTar B renTaHe) Moiy-
yamu 1,72 T yKa3aHHOTO B 3ar0JIOBKe coeMHEHHUs (BBIXo 35%) B BU/IE TBEPJIOTO BEIIECTBA OPAHKEBOTO IBETA.
oy AMP (500 MI'm, IMCO) 9,51 (s, 1H), 8,92 (s, 2H), 8,74 (d, J = 2,1 I'u, 1H), 8,62 (d, J = 2,1 I'u, 1H)
Tr(METCR1673) = 1,08 mun, (ES") (M+H)" 277/279, 88%.

Cragus 3, cmoco6 76. 2-[6-(Terpamermi-1,3,2-muokcaboponan-2-wmwn)-[ 1,3 ]Jokcazomno[5,4-b|mupuana-2-
WII|IMpa3uH.

PactBop 2-{6-Opom[1,3]okcazono[5,4-bmupuaun-2-un}nupasuHa (625 wr, 2,26 wMmons), Owc-
(muHakomaTo)aubopa (630 mr, 2,48 mmoie) u arerara kanus (0,55 r, 5,64 MMoib) B TeTparuapodypane (31 m)
JIETa3upoBaIM a30TOM B TeueHue 5 MuH. JloGaBmsmu Ouc-(mudenundocduno)dpepporner]|auxmopnamiaamia(1l)
(0,17 mr, 0,23 MMOJb) U YKa3aHHYIO PEAKITMOHHYIO CMECh IepeMernrBany npu temmneparype 70°C B Teuenue 20
4. CMech OXJaXKIaiau 10 KOMHATHOW TemrepaTypsl, pa3dapnsiam Bogod (100 mur) u ¢punpTpoBamm. Oumstpar
9KCTparupoBasy stminaneratoM (3 x 100 M), opraHMYecKne CI0M 0OBEANHSUIN, CYIIMIN Haa CylIb(aToM Mar-
HUS, QUIBTPOBAIN M KOHIEHTPUPOBAIU C moyrydeHneM 1,11 T yka3aHHOTO B 3aroJioBKe COEIMHEHHsS (BBIXOT
88%) B BUme Macia KopuuHeBoro msera. Tr(METCR1673) = 0,78 mun (ES") (M+H)" 242 macca 60poHOBO
KUCHOTHI 58%.

Cranus 4, cioco6 76. 2-(ITupazun-2-un)-[ 1,3 ]okcazono[5,4-b [ mupuaua-6-011.

2-[6-(TerpameTnn-1,3,2-nuokcaboponan-2-mn)-[ 1,3Jokcazomno[ 5,4-bmupuaun-2-wi|oupasus (1,11 r, 2,05
MMOJIb) pacTtBopsui B 1:1 teTparunpodypan-sona (30 mi). JJobasusiu nepoopat Hatpus Terparuapar (790 wr,
5,14 MMoIb) M yKa3aHHYIO CMeCh NepeMeIInBali P KOMHATHOH Temneparype B TeueHue 24 4. JoOaBisu
HACBIIMEHHBIA PacTBOP XJopuaa aMMoHus (60 MIT) ¥ TIPOAYKT dKCTparupoBaiy sTunaneratoM (3 x 100 mur). Op-
TaHUYECKHE CIIOM OOBENWHSUIIM, CYNIMIM Haj Cyiab(aToM MarHus, GpuibTpoBaJM M KOHLEHTpHupoBanu. Ilocine
pactupaHusl ¢ AMITWIOBBIM 3QupoM momydanu 244 Mr yka3aHHOTO B 3arojOBKE COeIMHEHUs (BbIXon 52%) B
BUJIC TBEPAOTO BelIecTBa KOpUUHEBOro 1Bera. oy SIMP (500 MI'u, IMCO) 10,28 (s, 1H), 9,47 (d, J = 1,3 T,
1H), 9,02-8,76 (m, 2H), 8,03 (d, J = 2,6 I'u, 1H), 7,68 (d, J = 2,6 I'u, 1H) Tr(METCR1673) = 0,80 mun, (ES")
(M+H)" 215, 94%.

Cramuss 5, cmoco6 76. 2-{6-[(5-Metokcunmmpunnut-2-un)Metokcu]-[1,3]okcazomno[5,4-b|mupuana-2-
YT} TUPa3HH.

2-(Iupazun-2-un)-[ 1,3 Jokcazono[5,4-b Jrupuaun-6-o (150 mr, 0,66 MM0OIb) U (5-METOKCUTTUPUINH-2-FLIT)
metaHon (101 mr, 0,72 MMOJB) CyCTIEHANPOBAIHA B 0€3BOHOM TOJTyoJe (4 M), TOOABISIN THAHOMETHIICHTPH-
oyruidocdopan (0,26 mit, 0,99 MMOIB) U yKa3aHHYIO PEaKIMOHHYIO CMECh HarpeBaiu a0 temneparypst 100°C
B T€PMETHYHO 3aKpHITOH NPOOHpPKE B TeueHUe 7 4. PeakIMOHHYI0 cMeCh OXJIa)Jalli 10 KOMHATHOM TeMIepaTy-
pBI ¥ pacTBOpHTENH yransu. OCcTaToK pacTHpaiy ¢ AMATWIOBBIM ddupom:rentanoMm (1:1, 10 mu). IToce oun-
CTKH TIPH TTOMOIIM NEPEKPUCTAIIN3AIMH U3 TeTparuapodypaHa noixydanu 41 Mr ykazaHHOTO B 3arojIOBKE CO-
ennHenus (Borxon 18%) B BUjie TBEpOTO BElIeCcTBa OEKEBOTO IIBETA.

Ipumep 1, cmoco6 76. 2-{6-[(5-Metokcunupunun-2-un)Metrokcu]-[1,3]okcazomno[5,4-b|mupuaun-2-
YT} TUPa3HH.

Sy SIMP (500 MI'n, AMCO) 9,49 (d, J = 1,1 ', 1H), 8,99-8,79 (m, 2H), 8,31 (d, J =2,9 I', 1H), 8,28 (d,
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J=2,7Tu, 1H), 8,13 (d, J =2,7 T'u, 1H), 7,57 (d, J = 8,6 T'u, 1H), 7,45 (dd, J = 8,6, 2,9 I'y, 1H), 5,28 (s, 2H),
3,84 (s, 3H). Tr((MET-YB2XXX-AB-101) = 2,21 mun, (ES") (M+H)" 336.
Crienyrommye mpuMepsl MOJTydaii COTJIACHO CITOCO0y 76, OMMCaHHOMY BHIIIIC.

Tab6muma 77
IIpum. Crpyxrypa Mon. Hassanne mo Jannsre XKX-MC
macca TUPAC
2-{6-[(5-
METOKCUITUPHAUH THMET-YBOXX-AB
/_“ o, | T - - -
| -2-HUIT)METOKCH]-
1 7 o >_<\_—/> 335,32 101) = 2,21 munyr,
—~ n [1,3]okcazomno[ 5,4
v (ES™) (M +H)* 336
-bmipuanH-2-
W} TTHPA3HH
2-MeTOKCH-5-
({[2-(1-meTun-
1H-nupason-4-
2 ‘ 0 e ) Tr(MET-YBOXX-AB-
N P )
2 o o 338,33 101) =2,51 Munyr,
/E\ | [1,3]oxcazomo[5,4
oS (ES+) (M + H)+ 339
-b]lnupunuH-6-
UI]OKCH } METUIT)IT
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Cranus 1, cioco6 77. Metui 5-(kapOOHOXJIOPHIOWI)TUPUANH-2-KapOOKCHIIaT.

K 6-(MeTokcukapboHmI)IUpHINH-3-KapOoHoBoit kuciote (500 mr, 2,76 MMoib) B Toyore (5,0 min) u au-
xyopmertane (2,5 mur) mobapnsimn xmopun tnormia (0,47 M, 5,52 MMone) ¢ ocnenyomuM aodasienneM N,N-
mumeTtmihopmamua (2 karmn). Tlocne mpekpaimeHus BIZCIEHUs ra3a YKa3aHHYI0 PEaKIIMOHHYIO CMeCh Harpe-
Banu o Temneparypsl 60°C B atMocdepe azoTa B TeueHue 4 4. PeaklIMOHHYIO CMeCh OXJIaXKIAIH 10 KOMHATHON
TEMITEPATypPhl ¥ KOHIIEHTPUPOBAIH B BAKyyMe, pACTBOPSIH B ToJryose (30 MiI) ¥ IOBTOPHO KOHIICHTPUPOBAIH B
BakyyMe. TBepzoe BemecTBO BEICYIIMBAIN B BaKyyMe B TeueHne | 4 ¢ momydeHueM 0,52 T yka3aHHOTO B 3aro-
JIOBKE coeHeHMs (BBIX0a 95%) B BHE TBEpAOTO BEIIECTBA MOYTH OEIIOT0 LBETa. DTOT MaTepHall UCII0JIb30Ba-
JIM Ha CJIeyIONIeM JTare 0e3 JOMOJTHUTEILHON OYHCTKH.

Cranus 2, ciocod 77. Metun 5-[(5-6pom-2-xyoprnupuanH-3-mit)KkapOoaMow JInpuaAnH-2-KapOOKCHIIaT.

Metun 5-(kapOOHOXIOPUAOWT)TUPUINH-2-KapOokewnar (3,86 r, 19,34 mMoinbs) mobaBisumm Kk S5-Opom-2-
xnoprmpuans-3-amuny (4,01 r, 19,34 MmMons) B mupuause (80 MiT) M yKazaHHYIO PEaKIIMOHHYIO CMECh IepeMe-
IIMBaJIM IPY KOMHATHOH TeMneparype B Tedenue Houd. Jlobasmsumn Boay (80 Mi1) M yKa3aHHYIO CMeCh IepeMe-
MIMBAJH B TeUCHHUE NOMONMHUTENBHBIX 30 MuH. Ocafok (MIBTPOBAIHN, IPOMBIBAIH BOJIOW M CYIIWINA B BaKyyM-
HOU I1e4H ¢ mosrydeHneM 7,16 T yka3aHHOTO B 3aTOJIOBKE COeOMHEHUs (BbIX0oa 69%) B BHIE TBEpJOTO BEIIeCTBA
6exoro ngera. 5y NMR (500 MI'u, DMSO) 10,78 (s, 1H), 9,21 (d, J = 1,6 T', 1H), 8,53 (d, J =2,3 I';, 1H), 8,49
(dd,J=28,1,2,2 'y, 1H), 8,44 (d, J =2,3 'y, 1H), 8,23 (dd, J = 8,1, 0,6 I'y, 1H), 3,93 (s, 3H), Tr(METCR1410)
=1,01 mun, (ES™) (M+H)" 370/372/374.

Cramus 3, cioco6 77. 5-{6-bpom-[ 1,3]okcazomno[5,4-b|mupuanH-2-wi } mupuanH-2-KapOOHOBasT KUCIIOTA.

K metun 5-[(5-6pom-2-xnopnupuans-3-wmi)kapdamowt |nupuanH-2-kapookcunaty (0,36 r, 0,98 mmois) B
N,N-mumermnaneramuse (12 mi) modasisumu dpocdat kamus (207 mr, 0,98 MMOJIB) U yKa3aHHYIO CMECh IepeMe-
muBany npu temnepatype 180°C B TeueHne HOUM. YKa3aHHYIO PEaKIIUOHHYIO CMECh OXJIAXKaJId A0 KOMHAaTHON
TeMIlepaTypsl 1 GUIbTPOBaIH. TBEpAOE BELIECTBO MPOMBIBAJIM BOAOH M CYIIMIN B BaKyyMHOMH I€4H C MOJTyde-
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aueMm 0,286 r yka3aHHOTO B 3arojioBKe coeauHeHus (BbIxox 91%) B Buae TBEpIOTO BemiecTBa OEIoro mBeTa. Oy
SAMP (250 MI'u, IMCO) 9,41 (d, J = 1,6 I', 1H), 8,72 (dd, J = 8,3, 2,2 I';, 1H), 8,64 (d, J = 2,1 'y, 1H), 8,54
(d, J=2,1 T, 1H), 8,25 (d, J = 8,2 ', 1H). T(MMETCR1673) = 1,08 mun (ES") (M+H)" 320/322.

Cranus 4, cioco6 77. Metun 5-{6-6pom-[ 1,3 ]okcazono[5,4-b|nmupuaun-2-ui } mupuanH-2-KapOOKCHIIaT.

K 5-{6-6pom[ 1,3]okcazomno[5,4-b|mupunus-2-wi} nupuauH-2-kapOoHoBoi kuciore (1,5 r, 5,0 mmoins) B
MeTaHoe (25 M) mobapnsin auxinopua TuoHmIa (170 Mk, 0 MoJb) ¥ yKa3aHHYIO PEaKIMOHHYIO CMECh Harpe-
BaJIM ¢ OOpaTHBIM XOJIOMWJIBHHUKOM B aTMocdepe a3ora B TedeHre 17 4. PeakunoHHyI0 cMech OXJaKHalldl 10
KOMHATHOW TEMITepaTyphl U TBEPIO€ BEIIECTBO (DPHIBTPOBAIH, MPOMBIBAIIM MeTaHOJIOM (20 M) M CYIIHIIA B Ba-
KyyMHOHU mreun ¢ moiydenueM 0,81 T yka3aHHOTO B 3aroiioBKe coenuHeHHs (Beixon 43,4%) B BHIE TBEPAOTO
BemecTBa MouTH 6estoro meeta. TrMMETCR1410) = 1,07 mun (EST) (M+H)"™ 334/336, 84%.

Cragus 5, cmoco6 77. Merun 5-[6-(Terpametii-1,3,2-quokcaboponan-2-mwn)-[ 1,3 ]okcazonol5,4-
b]mupunuH-2 -1 | TupuInuH-2 -KapOOKCHIIaT.

Metun 5-{6-6pom-[1,3]okcazono[4,5-b]mupuann-2-un} nupuaun-2-xkapookcwiar (800 mr, 2,39 mMmonb),
ouc-(muHakonaro)audop (912 mr, 3,59 MMoins) u anerat kamus (940 mr, 9,58 MMOIB) pacTBOPSUTH B TETpParui-
podypane (30 ™M) W JgerazwpoBamM NpH moMoIM a3oTa. K yka3zaHHON cMecn mo0aBisiin  Owc-
(mudpennndocduno)pepponer|muxmopnamtaauin(Il) (175 mr, 0,24 MMOIIb) U YKa3aHHYIO PEAKIIMOHHYIO CMECh
HarpeBaiu o temnepatypbl 70°C B TeueHue 2 4. YKa3aHHYIO PEAKIIMOHHYIO CMECh OXJIKJIAIH 0 KOMHATHON
Temneparypsl 1 GpuibTpoBany. OpraHun4ecKuil CIIoM KOHIICHTPUPOBAIH B BaKyyMe M TBEPIO€ BEUIECTBO ITO/IBEP-
raim o0paboTKe yIbTpa3ByKOM B mudTHiIOBOM 3dupe:rentane (1:1). [Tocne ¢unbrpoBanus nomydamu 0,793
YKa3aHHOTO B 3arojIOBKe coeAuHEHUs (BBIXon 74%) B BHOE TBEPIOTO BEIIECTBA CBETIO-KOPUYHEBOTO IIBETA.
OTOT MaTepua HCIOIH30BAIH Ha CIICIYIOIIEM dTare 0e3 TOMOIHUTEIHFHONH OYHCTKH.

Cramust 6, cmocod 77. Merun  5-{6-runpokcu-[1,3]okcazono[5,4-b]mupunun-2-un} nupuauH-2-
KapOOKCHJIaT.

K wmerun 5-[6-(teTrpamerni-1,3,2-nuokcaboponan-2-mn)-[ 1,3]okcazomno[S,4-b|mupuaua-2 - |nupuIuH-2-
kapOokcunary (62%, 152 mr, 0,25 mmonb) B Terparuapodypane (5 mi) u Bozge (2,5 mi) nobasisuu epoopat
Hatpus Terparugpat (38 mr, 0,25 MMONB) U yKa3aHHYIO PEaKIUOHHYIO CMECh NE€PEeMEIINBaNy NpU KOMHATHON
Temriepatype B Tedenue 1,5 4. J[00aBisiM HACHILCHHBIH PAacTBOpP XJIOPHIA aMMOHHS (5 MJI) M BOIHBIA ciloi
9KCTparupoBasy dtuianeratoM (3 x 25 mur). OObeiMHEHHbIE OPTaHUYECKUE CIIOM CYIIWIIM HaJ CyJIb(paTroM Ha-
TpHUA U KOHIEHTpupoBand. Ilocie 0OYMCTKH MpH MOMOIIX KOJOHOYHOH (pimi-xpomarorpaduu (0-100% Terpa-
runpodypaH B renTane) noiaydanu 44 Mr ykazaHHOTO B 3aroJIOBKe coeanHeHHA (BBIXoa 58%) B BHIE TBEPIOTO
BeriecTBa moutu Oenoro mgeta. oy AMP (500 MI'u, IMCO) 10,23 (s, 1H), 9,45 (dd, J = 2,2, 0,7 I'u, 1H), 8,71
(dd, J=38,2,2,2 I'n, 1H), 8,27 (dd, J = 8,2, 0,7 I'u, 1H), 8,01 (d,J =2,6 I'y, 1H), 7,67 (d, J = 2,6 I'u, 1H), 3,95
(d, J=3,4 'y, 3H), T(METCR1410) = 0,89 mun, (ES") (M+H)" 272, 89%.

Cramus 7, ciocob 77. Metun 5-{6-[(5-meTokcunupuaut-2-uin)Metokcu ][ 1,3 ]okcazomno[5,4-b|mupuana-2-
W} TUPUIUH-2-KapOOKCHIIaT.

K mepememmBaeMomMy pacTBOpy MeTHd 5-{6-ruapoxcu-[1,3]okcazono[5,4-b]mupunnua-2-nui} TupuInH-2-
kapOokcmiara (215 mr, 0,79 Mmmoinb) u (S5-MetokcunupuauH-2-wi)Metanona (132 mr, 0,95 mMois) B Tomyoe (5
MIT) 100aBIsUM ITMaHOMeTWIeHTpuOyTIihochopan (0,31 mi, 1,19 MMOITB) U yKa3aHHYIO PEAKIIMOHHYIO CMECh
HarpeBanu 10 100°C B teuenue 3,5 4 B arMocdepe a3zora. YKa3aHHYIO PEaKIHOHHYIO CMECh OXJaXIalH J0
KOMHATHOW TeMITepaTyphl M OT(UIBTPOBAIN TBEPAOE BEUIECTBO. TBEpIOE BEIIECTBO MIPOMBIBAIHN TOIryosioM (15
MJI) ¥ CYIIWJIM B BaKyyMHOM II€4H C MOJy4eHHeM 216 MI yka3aHHOTO B 3aroJIOBKE COeAMHEHUs (BbIXon 62%) B
BUJIC TBEPJAOTO BeliecTBa Oexenoro 1eera. oy SIMP (500 MI'u, IMCO) 9,42 (d, J = 1,6 I'u, 1H), 8,72 (dd, J =
8,2,2,2T'n, 1H), 8,66 (d, ] =2,8 ', 1H), 8,31 (d, J =2,7 I',, 1H), 8,27 (d, J =7,9 T'u, 1H), 8,22 (dd, J =8,9, 2,8
I'm, 1H), 8,19 (d, J = 2,7 I'u, 1H), &,14 (d, J = 9,0 I'u, 1H), 5,60 (s, 2H), 3,98 (s, 3H), 3,91 (s, 3H),
Tr(METCR1410) = 1,02 mun, (ES") (M+H)" 393, 89%.

Cramuss 8, cmoco6 77. 5-{6-[(5-Metokcunmmpunun-2-un)Metokcu]-[1,3]okcazomno[5,4-b|mupuana-2-
W1} TUPUIUH-2-KapOOHOBas KUCIIOTA.

2 M pactBop ruapokcuaa Hatpus (0,08 M) mobaBnsuk K pacTBOpy MeTHI 5-{6-[(5-MeToKCHTTUpHUINH-2-
nn)Merokcu|-[ 1,3]okcazono[5,4-b|mupunun-2-wi} nupuana-2-kapookcwmnara (50 mr, 0,12 MMOJb) B TeTparui-
podypane (1 M) U yKka3zaHHYIO PEaKIIMOHHYIO CMECh IEpPEMELINBAIN TP KOMHATHOW TEMIIEpaType B TE€UCHHE
HouH. JlomonHnTensHo no6aBmsn 2 M pactBop ruapokcuaa Harpus (0,05 mun) u terparuapodypan (1 min) u
YKa3aHHYIO PEaKIIMOHHYIO CMECh IIEPEMEIINBAIN B TEUCHUE JOIOIHUTENBHBIX 5 4. Peakimonnyto cmech GpuibT-
poOBain MpY MOHMKEHHOM JIaBJICHUH, TBEPJOE BEIIECTBO MPOMBIBAIN BOJIOH (5 M) M CyIIMIM B BaKyyMe C I10-
Jyd9eHHeM HaTpueBoi conu. TBepaoe BEIecTBO CyCIIEHANPOBaIn B Bojae (2 i) n nobasisiun 4 N pactBop co-
JISTHOM KUCIOTHI B Auokcane (0,2 mur). TBepaoe BEemecTBO MmoaBeprain 00paboTKe yIbTPa3ByKOM IIO TeX IIOD,
TIOKa TBEPJIOE BEUIECTBO HE CTAHOBUIOCH MEITKAM HOPOIIIKOM, 3aTeM KOHIICHTPHPOBAIH B BAKYyM€ C MOTyICHH-
eM 52 MT yKa3aHHOTO B 3arojioBke coenuHeHus (Bbrxoa 80%) B BHIE TBEPIOTO BEMIECTBA CBETIIO-XKEITOTO IBE-
ta. T(METCR1410) = 0,94 mun (ES") (M+H)" 379, 80%.

Cramus 9, cioco6 77. 5-{6-[(5-Mertokcunupuaua-2-mwin)metokcH]-[ 1,3]okcazomno[5,4-b|mupuaun-2-wmi} -N-
METWITHPUIHH-2-KapOOKCaMHUI.

JvmzonponwmtiinamMud (20 Mk, 0,12 MMoinb) 1o6aBisi K 5-{6-[(5-METOKCHITUPUINH-2-1IT)METOKCH |-
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[1,3]okcazomo[5,4-b | mupuauH-2-1I } MUPUIUH-2-KapOOHOBOM KHCIOTHI THapoxiIopuny (80%, 52 mr, 0,1 Mmmonb),
1-[6uc-(numeTninamuno)mMetnieH]-1H-1,2,3-tpuaszono[4,5-bnmupununnii 3-oxcun rexcadropdocdary (46,9 wmr,
0,12 mMmomp) m tuapoxiopuay wmeranamuua (1:1) (8 wmr, 0,12 mmoms), cycrneHmupoBaHHBIM B N,N-
nmumeTuihopmamue (2 M), ¥ yKazaHHYIO peaKIIMOHHYIO CMECh IMepEMENTNBAIT TIPU KOMHATHON TEMIIEpaType B
tTeyenue 2 4. TBepaoe BemecTBO GuimbTpoBbiBaM U poMbiBasid N,N-mumetwipopmamumom (10 mi). Ykazan-
HBI 00paser pacTupainy ¢ MeTaHoaoM (3 mir) u 3ateM nob6asistn TeTparunpodypan (3 mu). [IpoaykT ounmmanu
Ipy IOMoIIH nepekpuctamtu3anuu u3 JIMCO (2 M) ¢ nocneayronum npomeiBanuem JIMCO (3 mi), Bomoi (5
M) 1 MeTaHoJoM (5 mir). TBepoe BemecTBO BBICYIIMBAIHN B BAKYYMHOI I€YX B TEUEHUE HOYH C MOTyYCHHEM
12 Mr yka3aHHOTO B 3aTOJIOBKE coeauHEeHHs (BBIX0a 29%) B BHIIE TBEPAOTO BEIIECTBA IIOYTH OEJIOTOo IIBETA.

Ipumep 1, cmocob 77. 5-{6-[(5-Merokcunupuaus-2-mwi)MeTokcu]-[ 1,3 ]okcazono[5,4-bnupunns-2-mmn} -
N-MeTUImHupHuINH-2-KapOOKCaMuI.

Oy AMP (500 MTI', mupuann) 9,51 (s, 1H), 9,30 (d, J = 4,0 I'u, 1H), 8,64 (dd, J = 8,1, 1,8 I'u, 1H), 8,58-
8,49 (m, 3H), 8,15 (d, J = 2,5 I'u, 1H), 7,64-7,61 (m, 1H), 7,35 (dd, J = 8,6, 2,9 I'u, 1H), 5,47 (s, 2H), 3,73 (s,
3H), 3,13 (d, J = 4,9 'y, 3H), Tr(MET-YB2XXX-AB-101) = 2,51 mun, (ES") (M+H)" 392.

Crnenyromuii mpuMep MoIy4aiy COrJacHO croco0y 77, OMMMCAaHHOMY BEIIIIE.

Tab6muma 78

TIpum. CrpykTypa Mon. Hazsanne o Jannsre XKX-MC
macca IUPAC
5-{6-[(5-

METOKCUTTUPHUINH-

Tr(MET-YBOXX-
N 2-WJT)METOKCH]-
o~ Y AB-101)=2,51
1 e S A= — 39139 | [1,3]oxcasono[5,4-
- P munyT, (ES7) (M +
o bmupunuH-2-mn}-
H)y* 392

N-MeTumupunuH-

2-kapbokcaMun

Cmoco6 78.
Cxema crocoba 78

o, =
“ o L —— z o N N —
’ \ln " I Cranua 2
\O T o

|
NN Cragms 1

0, N =
S Ta
s \

Cramust 1, cmoco6 78. N-{2-I'mapoxcu-5-[(5-MeTOKCUTTUPUINH-2-HUT)METOKCH |PEHIT } -4-METHII-5-0KCO-
4,5-muruaponupasuH-2-kapOoKcaMuI.

2-AMuHO-4-[(5-MeTOKCUNHPUANH-2 I )MeToKcH |heHon auruapoxiopun (95%, 200 mr, 0,6 MMOITB, TIOTY-
YCHHBIA B COOTBETCTBUM CO CIocoOoM 33) u 4-MeTmi-5-okco-4,5-muruaponupasun-2-kapoonun xiopun (50%,
226 mr, 0,65 MMOJB) CyCIEHIUPOBAIN B MUpUAUHE (5 M) U YKa3aHHYIO PEaKLIHOHHYIO CMECh MepeMeIINBaIl
IpY KOMHATHOH TeMmeparype B aTMocdepe azora B TedyeHue 2 4. PeakIMOHHYI0 cMeCch KOHIIGHTPHPOBAIN B Ba-
KyyMe U pactupaii ¢ Bogo# (20 mir). Cmech GprIbTpoBaIn 4epe3 CTEKIOBOJIOKOHHYIO (QHIBTPOBAIILHYIO Oymary
Y CYIIWJIA Ha BO3MyXe B TEUCHHWE HOUYM C TosydeHrneM 203 Mr yka3aHHOTO B 3ar0JIOBKE COCIWHEHHS (YUCTOTA
71%, BBIXOT 63%) B BHIE MOpOIIKA KenaToro neera. oy AMP (500 MI'n, IMCO) 9,82 (d, J = 1,5 I'u, 1H), 8,55
(s, 1H), 8,28 (d, J =2,9 I'y, 1H), 8,08 (d, J = 3,0 'y, 1H), 8,06 (d, J = 0,9 ', 1H), 7,47 (d, J = 8,6 ', 1H), 7,43
(dd, J=8,6,2,9 'y, 1H), 6,83 (d, J = 8,7 I', 1H), 6,62 (dd, J = 8,8, 3,0 I'u, 1H), 5,02 (s, 2H), 3,84 (s, 4H), 3,55
(s, 3H). T((METCR1410) = 0,88 mun (ES") (M+H)" 383, 71%.

Cramus 2, cmoco6 78. 5-{5-[(5-MeTtokcunupuauH-2-mi)MeToKcH|-1,3-6ea30Kkca3omn-2-wmi - 1-metni-1,2-
TUTHIPOTINPA3UH-2-0H.

N-{2-T'unpoxcu-5-[(5-MeTOKCUNTUPUANH-2-1IT)METOKCH | peHMI } -4-MeTHII-5-0KC0-4,5-TuruaponnpasnH-2-
kapOokcamun (71%, 203 mr, 0,38 MMOIIb) CyCIEHANPOBAIIM B YKCYCHOM KHCIJIOTE (2 MJT) M HarpeBalii J10 TeMIIe-
parypst 180°C B repMeTHYHO 3aKpHITON MpOOUpKe B TeueHue 16 4. PacTBopuTeny ynansiy B BAKYyME U OCTaTOK
pacripenensii Mexxy stwianeraroM (30 M) M HachIIIEHHBIM BOAHBIM pacTBOpoM OukapOoHara HaTpus (10
Mi). Bogayto daszy skcrparupoBasm stmiianetatoM (2x30 mir), o0beTMHEHHBIE OpTraHNYECKHE dKCTPAKTHI MPO-
MBIBAJI HACHIIIIEHHBIM COJIEBBIM pacTBOpoM (10 mir), cymmm Hax 6e3BOIHBIM CyJb(haToM Maruus, GuIbTpoBa-
JM ¥ KOHLEeHTpupoBany. [lociie ouncTKY pH TTOMOIIM KOJOHOYHOH (udI-xpoMaTorpaduu (IHOKCH KpEeMHHS,
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0-10% meraHONa B TUXJIOPMETaHE), PAaCTHPaHUs C ITUITHIOBEIM 3dupom, ropsiaero ¢uistpoBanus u3 AMCO,
npenaparuBHoit BOXKX (aneronntpun/Boaa u aneronurpui/soaa + 0,2% runpoxcu aMMOHUS) MOTydanu 4 Mr
YKa3aHHOTO B 3arojioBke coenuHeHus (3 %) B Buae 6eJI0ro MOopoIKa.

IIpumep 1, cnoco6 78. 5-{5-[(5-MeTokcunupuanH-2-mi)MeToKcH|-1,3-06ea30Kkcazon-2-wmi} -1-metni-1,2-
TUTHIIPOTINPA3UH-2-0H.

Sy SAMP (500 MI'n, AMCO) 8,78 (s, 1H), 8,30 (d, J =2,9 I';, 1H), 8,13 (d, J=0,9 I'y, 1H), 7,65 (d, J = 8,9
I'y, 1H), 7,52 (d, J = 8,6 I'n, 1H), 7,43 (dd, J = 8,6, 3,0 I'ny, 1H), 7,37 (d, J = 2,5 I', 1H), 7,07 (dd, J = 8,9, 2,5
I'n, 1H), 5,17 (s, 2H), 3,84 (s, 3H), 3,57 (s, 3H). Tr(MET-YB2XX-AB-101) = 2,11 mun, (ES") (M+H)" 365.

Crieyromuii mpuMep TMOIyJalld COTJIACHO croco0y 78, OMMCaHHOMY BHIIIIE.

Tabmuma 79
IIpum. Crpyxrypa Mon. Hassanue no Hansbie XKX-MC
macca TUPAC
5-{5-1(5-

METOKCUITUPUIUH-

0 = 2-um)merokcu]-1,3- | TMET-YB3OXX-AB-
/QIHQ: 364,36

1 S GeH3oKca3on-2- 101) =2,11 munyT,

e un}-1-metun-12- | (ES7) (M + H)* 365
JUTHAIPOIUPA3UH-

2-0H

Crroco6 79.
Cxema criocoba 79
T . LT

Cragus 1, crocob 79. 5-Merokcu-2-({[2-(mupuaun-3-un)-[ 1,3]okcazomno[5,4-b|mupuaun-6-
WJT)OKCH } METHJT) TUPU U H- | -Hii- 1 -ommaT u 3-{6-[(5-meTokcH-1-0KCHAOTMPHUANH- | -Hii-2-MIT)METOKCH |-
[1,3]okcazomo[5,4-b|mupuauH-2-Un } TupuIUH- 1 -uii-1-omaT.

3-{6-[(5-Metokcunupuana-2-un)metokcu]-[ 1,3 Jokcazono[5,4-bmupunun-2-un} mupugua  (93%, 78 wr,
0,22 MMOJIB, TOMYYCHHBIH B COOTBETCTBUH €O crtocoboM 30) pacTBopsuid B O€3BOAHOM IuxjopMmeraHe (2 i),
3aTeM 100aBisM 3-XJI0pOeH30mKapOonepokcoByto kuciory (75%, 55 mr, 0,24 MMoJb) U yKa3aHHYIO peakiu-
OHHYI0O CMeCh TMIepeMeIlMBadl Tpd KOMHATHOW TeMmmeparype B TedeHue 2 4. JloOaBmsamm 3-
XJI0pOeH30IKapOoTIepOKCOBYIO KUCIOTY (75%, 55 mr, 0,24 MMOB) U yKa3aHHYIO PEaKIIMOHHYIO CMECh IepeMe-
MIMBAJIA TIPH KOMHATHOW TeMmIiepatype B TeueHue 16 4. PeakimoHHyI0 cMech pa30aBiisuIn auxiopMmeraHoM (50
MJI) U OpTaHUYECKUH CJIOM MPOMBIBAJIM HACBHIIIEHHBIM PacTBOPOM Tujapokapbonarta Hatpus (3 x 30 mur), Hachl-
IICHHBIM PacTBOPOM cynbdura HaTpus (30 mi1), CyIIUiIN HaI CylTb(paToM MarHus, GUIBTPOBATA M KOHIIEHTPH-
poBayn. [Tocnie oYMCTKU TIpH TOMOIIH NpenapaTuBHON BOXKX (aneToHUTpHIT/BOAA) MOTyJay ABa YKa3aHHBIX B
3aroioBke  coemmbeHus: 8,1 wmr  5-merokcu-2-({[2-(mupuaun-3-mn)-[ 1,3 ]okcazono[5,4-bmupuanH-6-
WJT)OKCH } METHIT)TUPUINH- | -1ii-1-omata (Beixox 11%) B Buae mopomka Oexoro meera u 6,2 mr 3-{6-[(5-
METOKCH- | -okcuponupuanH- 1 -uii-2-um)merokcu]-[ 1,3 Jokcazono[ 5,4-b Jmupunun-2-mn } nupunus- 1 -uii- 1-oxara
(BBIXOZ 8%) B BUJIE TOPOIIIKA OEIIOTO IBETA.

ITpumep 1, cmocob  79. 5-Metokcu-2-({[2-(mupunun-3-mn)-[ 1,3]okcazono[ 5,4-b jmupnann-6-
WJT)OKCH } METHJT) TUPU TN H- | -Hii- 1 -omaT.

oy AMP (500 MI'u, AMCO) 9,36 (d, J = 1,6 I't, 1H), 8,84 (dd, J = 4,8, 1,6 I'n, 1H), 8,55 (dt, J = 8,0, 1,9
I'y, 1H), 8,25 (d, J =2,7 I', 1H), 8,22 (d, J =2,3 I', 1H), 8,12 (d, J =2,7 I', 1H), 7,71-7,64 (m, 1H), 7,62 (d,J
=8,9TIn, 1H), 7,12 (dd, J =8,9, 2,4 ', 1H), 5,36 (s, 2H), 3,84 (s, 3H). Tt(MET-YBD2XX-AB-101) = 1,99 mun,
(ES") (M+H)" 351.

IIpumep 2, cmocod 79. 3-{6-[(5-MeTokcu-1-okcunomupuau-1-nii-2-un)merokcu]-[ 1,3]okcazomno[5,4-
b Jnupuann-2-un } mupuanH- 1 -ui-1-omart.

Sy SAMP (500 MI'u, AMCO) 8,80 (s, 1H), 8,46 (d, J =7,2 ', 1H), 8,29 (d, ] =2,7 I', 1H), 8,22 (d,J =2,3
I'y, 1H), 8,15 (d, J =2,7 I'n, 1H), 8,06 (d, J = 8,1 I', 1H), 7,69-7,63 (m, 1H), 7,62 (d, J = 8,9 I'y, 1H), 7,11 (dd,
J1=8,9,2,3Tu, 1H), 5,36 (s, 2H), 3,84 (s, 3H). Tr(MET-YB2XX-AB-101) = 1,58 mun, (ES") (M+H)" 367.
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CJ'IG,HyIOIIII/Ie MMpUMEPLI NOJTyHaJIn COIJIaCHO CHOCO6y 79, OIMMMCAaHHOMY BBIIIIC.

Ta6mmma 80
TIpum. Crpyxrypa Mon. Hazpanwne mo Hannsie XKX-MC
macca IUPAC
5-merokcu-2-({[2-
Tr(MET-
(nupupuH-3-un)-
AN /A YBOXX-AB-101)
) />—C> [1,3]oxcaszono[5,4-
1 =3 i 5 o = 350,33 5] p = 1,99 munyr,
Wi MUPUAUH-6-
ST (ES7) (M +H)®
WIJOKCH } METHIT)IIUD
351
unuH-1-uii-1-omar
3-{6-[(5-meToKCH-1-
OKCHAONUPHUAMH-1- Tr(MET-
= i °>_C\> nii-2-un)merokcn]- | YBOXKX-AB-101)
V
2 = | e = [366,33 | [1,3]oxcasono[5,4- = 1,58 MuHyT,
oSy blnupunun-2- (ESTYM +H)"
W} TAPUANH- | -1ii- 367
1-onmat

Cnoco6 80.
Cxema crocoba 80

iog
7 CTaAI/Iﬂ 2 ?CTHAMH 3 § /O/\
i

— m@( -

Craaus 4 T

C'ram/]ﬂ 5

Cranus 1, crtoco6 80.

Metun 6-(MeTHIKapOaMOWII)IMPUANH-3-KapOOKCHIIaT S-(MeTOKCHKapOOHHI)THPHINH-2-KapOOHOBYIO KH-
cioty (1 1, 5,52 MMoutp) cycnieHnupoBany B ximopuae Tuormaa (10 v, 137,02 MMons), mo0aBisud OE3BOTHBIN
N,N-gumernnpopmamun (0,01 1) 1 ykazaHHYI0 peakKIMOHHYIO cMech HarpeBaiu 1o remneparypsl 80°C B at-
Mocdepe azora B TedueHHe | 4. PeakimoHHyI0 cMech OXJIaXKAann 0 KOMHATHOH TeMIepaTypsl U pacTBOPHTEIH
AN B BakyyMe. TBepIoe BEmecTBO pacTBOPSUTH B 0€3BOAHOM TeTparuapodypane (25 M) v mepeMenuBaim
B atMocdepe azota. [lo kamnsm goGasmsiii 2 M pacTBop MeTmwiaMuHa B TeTparuapodypane (8,28 mi) u yka-
3aHHYIO PEAKIIMOHHYIO CMeCh nepeMemuBany npu temmneparype S0°C B Teuenue 2 4. PeaknimoHHYI0 CMeCh OX-
JaXJaJIM 10 KOMHATHOW TEMIIEpaTyphl U JIETy4He BEIIeCTBa AN B Bakyyme. OCTaTOK pacTupaiy ¢ BOIOH U
(unbTpOBaNH C MONydeHHEM 765 MT yKa3aHHOTO B 3aTOJIOBKE coequHeHUs (BbIxol 71%) B Buze mopourka oexe-
Boro ngera. T(METCR1410) = 0,81 mun (ES") (M+H)" 195.

Cranus 2, cioco6 80. 5-(Merokcukap6oHmT)-2-(MeTHIIKapOaMOWIT) TUPUUH- | -1ii-1-omar.

Metuin-6-(MeTmikap6aMonT) mupHIrH-3-Kkapookennat (700 mr, 3,6 MMOIB) CyclIEHAMPOBAIN B OE€3BOJHOM
quxyopmerane (20 mir), mobasmsum 3-xnopoeH3onakapoonepokcoByto kuciory (1,74 r, 7,58 MMomnb) U yKkasaH-
HYIO PEaKIIMOHHYIO CMECh IIepeMeIlnBain npu temmeparype 45°C B teuenue 3,5 mHell B atMocdepe asora. Pe-
aKIMOHHYIO CMECh OXJIaXJIallM 10 KOMHATHOHM TeMIeparypsl U pazbasisuin auxiaopmeranoM (100 mur). Opranu-
YEeCKUI 3KCTPaKT MPOMBIBAIN HACHIMIEHHBIM PAacTBOPOM ruiapokapOonarta HaTpus (3 x 30 Mi1), HaCHIMEHHBIM
pacTBOopoM cyibduta Hatpus (30 M), 3aTeM CyIIHIN Haa 0€3BOTHBIM CYIb()aToM HATPHS, PUILTPOBAIN U KOH-
neHTpupoBaii. OctaTok pacTBopsud B quxiopMerade (30 Mi1) ¥ MPOMBIBAIHM PAaCTBOPOM THApOKapOoHaTa Ha-
tpust (3 x 15 min). Opranuueckuii ci10# CymmiIn Haj cyib(haroM MarHus, QUIBTPOBAIN U KOHIIEHTPUPOBAIN B
BaKyyMe. YKa3aHHOE TBEP0E€ BEIIECTBO PACTBOPSIH B AuxiopMmeTane (30 Mi1) ¥ POMBIBAIIN pacTBOPOM THIIPO-
kapOoHara Hatpus (3 x 15 mur). OpraHuueckuii 1ol CyIniIM Hall Cyinb(aToM Maraus, GUIBTPOBAIN U KOHIICH-
TPUPOBAIH B Bakyyme. Ilociie o9rcTKY IpH MOMOIIN KOJOHOYHON (m-xpomatorpadun (cuimkarens, 0-10%
METaHOJI B IUXJIOPMETAHE) MOMydanu 425 MT yKa3aHHOTO B 3arojIOBKe coeanHeHUs (BbIxon 53%) B BHIE TBEp-
noro Bemiectsa Gesoro nsera. Tr(METCR1410) = 0,69 mun (ES") (M+H)" 211.

Craauns 3, cioco0 80.

5-Kap6oxcu-2-(MeTnnkapOaMomnin) TUpUIuH- 1 -uii-1-omat  5-(MeToKcHKapOOHMII)-2-(METHIKapOaMOMII ) ITH-
punus-1-uii-1-omat (95%, 425 mr, 1,98 Mmmons) cycienauposanu B Terparuapodypane (10 mi), mobasmsmu 2 M
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pactBop runpoxcuaa Hatpus (0,96 mi1) M yKa3aHHYIO PEaKIMOHHYIO CMeCh NEepeMEIINBaII NPH KOMHATHOU
Temneparype B TedeHue 1,5 4. Peakimonnyto cmech noaxucisnu 1o pH 3 npu nomomm 1 M pactBopa consHOM
KHCJIOTHI M TIOJTyYaJId CMOJIFICTOE TBep0e BemecTBO. K yka3zaHHOHM cMecH 100aBIsITH BOAY M TBEPAOE BEIECTBO
pactBopsi. BOAHBINA CIOM 3KCTparupoBaiy 3TUIIALETATOM M OPraHUYECKUM cloil KoHueHTpupoBanu. I[locie
OYHCTKH TIpH oMoty npenapatuBHoii BOXKX (aneToHUTpHII/BOAA) MMOydanu 57 MT YKa3aHHOTO B 3ar0JIOBKE
coemuHenns (BbIxon 15%) B BuAe TBepioro BemecTBa Oesnoro msera. Tr(METCR1410) = 0,30 mum (ES)
(M+H)" 197.

Cranuns 4, cioco0 80.

5-({2-I'mapokcu-5-[(5-MeTOKCUITUPHUTNH-2 -1 )METOKCH | (peHIIT } KapOaMomi)-2-(MeTHIIKapOaMOMIT ) TUPH-
JuH-1-uii-1-onat 2-amuHO-4-[(5-MeTokcumupuauH-2-mwi)Metokcu|peron (41 mr, 0,13 MMOIb, MOTYYCHHBIA B
COOTBETCTBHH €O criocoboM 33) u 5-kapOokcu-2-(MeTHIIKapOaMOmT) IUpUANH- 1 -uii-1-omat (25 mr, 0,13 MMoub)
pactBopsuti B upuanHe (1 M) M mepeMeInBaIi IpH KOMHATHOW TeMIiieparype B Teuenue 10 mun. JloGasisiim
1-3Tmi1-3-(3-auMeTnaMuHONIponI)KapooanuMuaa ruapoxyopua (29 mr, 0,15 MMonb) ¥ yka3zaHHYIO peakiu-
OHHYIO CMECh OCTABIISUIM NEPEMENINBATLCS IPU KOMHATHOM TeMmepaType B TedueHue 2 4. K ykazaHHOU peakiu-
OHHOW cMmecH [n00aBILTH Boxy W QuasTpoBamu. Ilocie OYMCTKM TPH TIOMOIIM KOJIOHOYHOW  (IIdI-
xpomarorpaduu (cmmukarens, 0-100% strmanerar B renrane, 3ateM 0-20% MeraHoIa B TUXJIOPMETaHE) IOITY-
yany 12 Mr yKa3aHHOTO B 3arOJIOBKE COeMUHEHUs (BhIXo 22%) B BHJIEC TBEPIOTO BEIIECTBA XKEITOTO IBETA. Oy
SMP (500 MI'u, IMCO) 10,89 (d, J =4,8 I'y, 1H), 9,97 (s, 1H), 9,26 (s, 1H), 8,89 (s, 1H), 8,32 (d, ] = 8,4 I'y,
1H), 8,27 (d,J =2,4 'y, 1H), 8,00 (d, J = 7,8 I'y, 1H), 7,46 (d, J = 8,5 ', 1H), 7,41 (dd, J = 8,6, 2,9 I';, 1H),
7,33 (d,J=2,7Tn, 1H), 6,83 (d, J = 8,8 I'y, 1H), 6,76 (dd, J = 8,9, 3,0 I'y, 1H), 5,01 (s, 2H), 3,83 (s, 3H), 2,92
(d, 7=4,9 T'u, 3H). Tr(MET-YB2XX-AB-101) = 1,75 mum, (ES") (M+H)" 425.

Cragus 5,  cmoco® 80. 5-{5-[(5-MeTokcunmupuanH-2-11)METOKCH |- 1,3-0eH30KCca307-2 -1 } -2~
(MeTmKapbamMow)MpuaAnH- 1 -uii-1-omnar.

5-({2-I'mapokcu-5-[(5-MeTOKCUITUPHUTNH-2 -1 )METOKCH | (peHIIT } KapOaMomi) -2 -(MeTHIIKapOaMOMII ) TUPH-
nuH-1-nii-1-omar (102 mr, 0,24 MMONB) CyCIEHIMPOBAIM B YKCYCHOH KucioTe (4 Mi) M N00aBisiM Iapa-
TOIYOJICYTB(POHOBYIO KUCIOTY (457 mr, 2,4 MMonb). PeakiinoHHYI0 cMech 00padaThIBaIl MUKPOBOJIHOBBIM H3-
nydeHueM npu temmneparype 120°C B Tedenue 2 4. CMmech 0XJIaxaany 10 KOMHaTHOM TeMnepaTypsl U pH noso-
T 10 7 moOaBIieHHEM HACHIIIEHHOTO pacTBopa OWkapOoHaTa HATpHA. YKa3aHHBIH MPOAYKT SKCTPAarHpOBaIN
stmnaneraToM (3 x 50 M), CyIIuIy Hax Cyiab(aToM MarHusl ¥ KOHIEHTpUpoBaiH. [lociie ouncTky npyu IoMoInu
KOJIOHOYHOM (muI-xpomaTtorpadun (cuimkarens, 0-10% meraHon B nuxiopMmeTaHe) U npenapatuBHoit BOXKX
(ameronuTpmi/Boxa + 0,2% ruppokcua aMMOHUS) TOIy9ain 5,4 M yKa3aHHOTO B 3arOJIOBKE COCIMHEHUS (BBI-
xo07 6%) B Buze mopomika 0exoro nsera.

[Tpumep I, cmoco6  80.
(MeTrIKapOaMonIT ) MUPUANH- | -uii- 1 -omarT.

oy AMP (500 MI'u, AMCO) 10,78 (q, J = 4,9 ', 1H), 8,95 (s, 1H), 8,39 (d, J =8,4 I';, 1H), 8,30 (d,J =
2,9 T, 1H), 8,22 (dd, J =8,4, 1,3 ', 1H), 7,77 (d, I = 9,0 I'y, 1H), 7,56-7,50 (m, 2H), 7,43 (dd, J = 8,6, 3,0 'L,
1H), 7,20 (dd, J = 9,0, 2,5 T'u, 1H), 5,20 (s, 2H), 3,84 (s, 3H), 2,92 (d, ] = 4,9 I'y, 3H). Tr(MET-YBD2XXX-AB-
101) = 2,4 mun, (ES") (M+H)" 407.

Crnenyromuii mpuMep Mory4aiy coraacHo crmoco0y 80, OMMCaHHOMY BEITIIE.

5-{5-[(5-MeTokcunupuanH-2-mI1)MeTOKCH |- 1,3-0eH30KCca3071-2-1T } -2-

Tabmmma 81
IIp CrpykTypa Mon. Hasanue 1o Hanneie XXX-MC
HM. Macca IUPAC
5-{5-[(5-
METOKCUIIUPpUAU
H-2-
. . un)merokcu]- | TrMMET-YB2XKX-
1 ~ /Q:W_ 406,40 | b AB_lOl)sz
i a Oensokcason-2- | munyt, (EST) (M +
un}-2- H)" 407
(MeTHkapbamon
T)MUPUIUH-1-
unii-1-onar
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Cramus 1, cioco6 81. [S-(ITpon-2-eH- 1 -FITOKCH ) TUPUANH-2-FJT |METHIL.

N-[2-(ITupugun-3-m1)-1,3-6eH30Kca30-5-wmwi |kapbamart 2-(upuauH-3-mn)-1,3-6en3okcaszon-5-amuna (500
MT, 2,37 MMOJIb) pacTBOpsUTH B TeTparuapodypane (40 mi) u modasisumu tpudocren (232 mr, 0,78 mmons). Pac-
TBOp MEpEeMEIINBaIi MPU KOMHATHOH Temrepatype B TedcHrue 10 MHH B MOTOKE a30Ta MPHU MOJKIIOYCHUH K
cKkpy00epy ¢ 2 M pactBopoM ruapokcuna Hatpus. Jobasmsumu Tpudtmwiamud (0,51 mi, 3,55 MMonbp) u ykaszaH-
HYI0 PpEaKkIMOHHYIO CMeCh OCTaB/SUIM TIepeMelminBatbcs B Teduenue eme 30 MuH. [S-(mpom-2-eH-1-
WIOKCH )TupuauH-2-wi|Metanon (391 mr, 2,37 mmonb, onucanseiid B marenTe CIIIA 4198416 (1978), ccpuiou-
HBII TpuMep 3) pacTBOpsUIM B TeTparuapodypane (6 M) M MpOIycKaiau 4epe3 cyab(ar MarHus B atMocdepe
a30Ta B BEPXHEW YaCTH 3aKPHITOH KaleIbHON BOPOHKH, YKa3aHHEBIN Cylb(haT MarHus MPOMBIBAIH TETPAruapo-
(hypaHOM B KarenpHOM BOPOHKE B aTMocdepe azoTa. K peaknmoHHOM cMecH 10 KaruisiM JT00aBIISITH CyXOH aJuIn-
JIOBBIY CITAPT. YKa3aHHYIO PEAKIIMOHHYIO CMECh TIEpEMEIINBAIINA B TeUCHHE 2 JHEHW NpH KOMHATHOHN TeMIepaTy-
pe. PacTBoputenu ynansiiii B BaKyyMme, OCTaTOK pactupanu ¢ Boaoi (50 mi) u pusTpoBanu. TBepaoe BEMecTBO
CyCIIEHIUPOBaIH B cMecH 4:1 TeTparuapodypaH: IMXIOPMETaH U HarpeBaiau 1o temrepatypsl S0°C. Yka3zaHHYO
TOPSIIyI0 CMeCh (QMIIBTPOBAIN M (MIIBTPAT KOHIICHTPHPOBAIH B Bakyyme. OcTaTok pacTupanu B cmecu 1:1 mu-
STHJIOBOTO 3(Hpa:TeNTaHa ¢ MOydeHrneM 165 MT yka3aHHOTO B 3arojloBke coennHeHHs (Bbxon 15%) B Buze
TBEPAOTO BElecTBa KOPUIHEBOTO IBeTa. Oy SIMP (500 MI't, JIMCO) 10,02 (s, 1H), 9,33 (d, J = 1,6 T', 1H),
8,80 (dd, J =4,8, 1,6 I'y, 1H), 8,52 (dt, J = 8,0, 1,9 I'y, 1H), 8,30 (t,J = 1,8 I';, 1H), 8,00 (s, 1H), 7,75 (d, ] =8,8
I'y, 1H), 7,65 (dd, J = 8,6, 4,9 I', 1H), 7,49 (dd, J = 8,8, 2,0 'y, 1H), 7,45 (d, J = 1,8 'y, 2H), 6,04 (ddt, J =
17,3, 10,5, 5,3 'y, 1H), 5,41 (dq, J = 17,3, 1,6 T'u, 1H), 5,35-5,24 (m, 1H), 5,18 (s, 2H), 4,67 (dt, J = 5,2, 1,5 I'y,
2H); Tr(METCR1410) = 1,08 mun, (ES") (M+H)" 403, 84%.

Cragus 2, cmoco06 81. (5-T'mapoxcunmupumus-2-wi)meTwn N-[2-(mupuaus-3-mn)-1,3-6eH30kca30m-5-
wikapbamar.

5-[5-(ITpom-2-eH- 1 -rtokcn ) mupuauH-2-wi |MeTisl - N-[2-(mupuaua-3-uin)-1,3-0eH30kca3oir-5-ni|kapbamar
(84%, 145 wmr, 0,3 mmonp) U 1,3-gumernmupumuani-2,4,6(1H,3H,5H)-tpuon (95 mr, 0,61 MMoib) cycnieHan-
poBam B N,N-amMmetrundopmamune (4 ™) W JeTa3upoBAIM B TIOTOKe a3oTa. JloGaBmsm Terpa-
kuc(tpudenmnpochun)mamranuii(0) (17 mr, 0,02 MMOIB) U YKa3aHHYIO PEaKIMOHHYIO CMECh TepeMeNTHBAIN
TIpY KOMHATHOM TeMIiepaType B TedueHue 1,5 4. YkazaHHyI0 peakIIMOHHYI0 CMeCh KOHIICHTpUpOBaH 110 1/4 mep-
BOHAYAJILHOTO 00beMa M T00aBISLTH Boay. OOpa3oBEIBANICS 0CaOK, KOTOPBIH cOOMpay MPH TIOMOIIH (QHIIETPO-
BaHUs1. CoOpaHHOE TBEPIOE BEUICCTBO PACTHUPAIH C ATHIIAIICTATOM M OYHIIIAIIH TIPH TOMOIIH TOPSYEro GpUIbTpo-
BaHUs U3 allCTOHUTPIJIA C TIOTYYCHUEM 57 MI' YKa3aHHOTO B 3aroJIOBKe coequHeHus (Borxoa 50%) B BUIE TBEp-
JIOTO BEIIECTBA OPaH)KEBOTO IIBETA.

Mpumep 1, cmoco6 81. (5-I'mmpoxcunupunuu-2-wm)Metun N-[2-(mupuaun-3-mi)-1,3-0eH30Kkcazon-5-
wi]kapbamar.

Sy AMP (500 MI'u, AMCO) 10,08-9,92 (m, 2H), 9,33 (d, J = 1,7 I'u, 1H), 8,80 (dd, ] = 4,8, 1,6 I';, 1H),
8,52 (dt, ] =28,0, 1,9 I'u, 1H), 8,12 (d, J =2,8 'y, 1H), 8,00 (s, 1H), 7,74 (d, J = 8,8 'y, 1H), 7,65 (ddd, 1H), 7,49
(dd,J=8,9,19 I, 1H), 7,34 (d, ] = 8,4 ', 1H), 7,20 (dd, J = 8,4, 2,9 I'u, 1H), 5,13 (s, 2H). Tr(MET-YB3XX-
AB-101) = 1,82 mun, (ES") (M+H)" 363.

Crieyromuii mpuMep MOIyJalld COTJIacHO croco0y 81, onmMcaHHOMY BHITIIE.

Tab6muma 82
IIp CrpykTypa Mon. Hassanne no I[UPAC | Haunsie XX-MC
M. Macca
(5-ruppoxcunupuauH- Tr(MET-

o /@[n>—© 2-un)merun N-[2- VBOXX-AB-
Vs
1 ﬁ\n)j\: N 7 362,35 | (mupuaun-3-min)-1,3- 101)=1,82
o GeH30KCa301-5- muHyT, (EST) (M

un]kapbamat +H)™ 363
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Cragus 1, cmocod 82. N-(2-I'mapokcu-5-HuTpodenun)-1-mMeTmi-6-0kco-1,6-Turuaponupuia3us-3-
KapOOKcaMuI.

K cycniensuu 2-amuno-4-HuTpodenona (3,0 T, 19,46 mmons) u 1-meTun-6-okco-1,6-muruaponupuia3uy-3-
kapOonoBoir kuciotel (3,06 T, 19,85 wmmomp) B mmpumuHe (30 wmim)  goGaBmsm  1-3TH-3-(3-
JTUMETHUIAMAHOTIPOTIFUIT)KapOoquumMuia ruapoxiopun (4,85 r, 25,3 MMoJIb) B TIOTYYEHHYIO CYCIICH3HIO TIepeMe-
MMBIN B TedeHHe | 4. YKa3aHHYIO0 peakIMOHHYI0 CMECh MEIJICHHO pa30aBisuid Boaod (mpumepHo 70 min) u
MOJYYCHHYIO CYCIICH3HIO IIEpEeMEIINBAIN B TeueHHe 5 MuH. TBepzple BemecTBa OT(HUIBTPOBBIBATIN U CYIIIIIN
Ha BO3JIyXe ¢ moiy4deHrneM 4,67 T yka3aHHOTO B 3ar0JIOBKE COeANHEHHS (BbIX0X 74%) B BUIE TBEPIOTO BEIECT-
Ba KOpuuyHeBOro ngeta. oy JAMP (250 MI'u, IMCO) 9,67 (s, 1H), 9,10 (d, J = 2,8 I'u, 1H), 8,06-7,93 (m, 2H),
7,12 (dd, J = 9,3, 3,8 ', 2H), 3,79 (s, 3H). Conmepxur 14 mac.% mupuauaa. Tr(METCR1410, 2 mun) = 1,03
muH (ES") (M+H)" 291.

Cranus 2, cnioco6 82. 2-Metni-6-(5-autpo-1,3-0eH30kca30m-2-1i)-2,3 - TUruApOMTUPU a3 HH-3 -0H.

[Mommdochopuyro kucnory (npumepro 20 mi) BsumBaIM B N-(2-rHApoKcH-S-HUTpodeHw)- 1 -MeTni-6-
okco-1,6-nuruaponupunasus-3-kapooxcamun (90%, 4,67 1, 14,48 mmons). Komku pa3OuBanu v MoIy4eHHYIO
CycHeH3Huro HarpeBanu 1o Ttemmeparypsl 110°C B Tedenue 3 4. CMech OXJIaXKJald U TEMHO-KPACHBIM pacTBOP
nobaBisuir K Boze co mpaoM (100 mir). CMech pa30aBisii JTOTOJHUATEIBFHBIM KOJIMYECTBOM BOJIBI O OOIIETO
ob6bema npumepHo 200 mur. [lomydanu rycTyio (HOJICTOBYIO CYCIIEH3HMIO, K KOTOPOI NOOABISIIM ATHIALICTAT
(mpumepHOo 50 MIT) W yKa3aHHYIO CYCIICH3WIO WHTCHCHBHO IepeMelnBaiu B TedeHwe 15 muH. [lomydeHHOE
TBEPJIO€ BEIIECTBO KOPUYHEBOTO IIBETA YAAJSIIM MPU NOMOUTH (PUIBTPOBAaHUS. YKa3aHHBIC TBEPIbIC BEIICCTBA
MPOMBIBAIA BOJOW, TENTAHOM W CYIIMJIHM B BO3AYyX€ B BaKyyMe C MOJy4deHHeM 2,95 T yKa3aHHOTO B 3arOJIOBKE
coenuHeHUs (BBIXOJ 75%) B BHIE TBEpJOTrO BemlecTBa ceporo IBera. oy SAMP (250 MI', IMCO) 8,74 (d, J =
2,2 T'n, 1H), 8,41 (dd, J =9,0, 2,3 T'n, 1H), 8,19 (d, ] =9,7 ', 1H), 8,13 (d, ] =9,0 'y, 1H), 7,18 (d,J =9,7 I'y,
1H), 3,83 (s, 3H). Tr(METCR0990) = 1,48 mun (ES") (M+H)" 273, 93%.

Cramus 3, cioco6 82. 6-(5-AmuHo-1,3-6eH30KCa30J1-2-11)-2-MeTHII-2,3 - IUTUAPOTIPA3HH-3-0H.

Cycnensuto 2-MeTii-6-(5-HuTpo-1,3-0eH30Kca3on-2-mi)-2,3-muruaponupuaasui-3-o1a (95%, 2,45 r, 8,55
mmonb) B ataHose:N,N-numerundopmamuze (1:1, 100 mim) u 10% namtaaunit Ha yre (0,45 1) nepeMeInnBaiy B
atMocdepe Bogopoaa B TeueHue 4 4. Cmech punbprpoBanu, npoMeiBanu N, N-guMermidhopmamunom. Ounbrpa-
THI BBIIAPUBAIH C TOJYYCHAEM YKa3aHHOTO B 3aroyioBke coenuHenwus (2,1 T, Beixon 92%) B BUIE TBEPIOTO Be-
IIeCTBa OT 3€JICHOTO J0 KenToro 1Beta. oy AMP (250 MI'u, IMCO) 8,11 (d, J = 9,7 T'u, 1H), 7,46 (d, J = 8,7
I'y, 1H), 7,11 (d, J = 9,7 I'n, 1H), 6,89 (d, J = 1,9 I', 1H), 6,73 (dd, J = 8,7, 2,2 I', 1H), 5,22 (s, 2H), 3,78 (s,
3H). Tr(METCR0990) = 1,26 mun (ES") (M+H)" 243.

Cramus 4, ciocob 82. 5-Merokcu-N-[2-(1-MeTnn-6-0kco-1,6-murunponupuaa3zud-3-mi)- 1,3-6eH30Kca301-
5-un | mupuanH-3-KapOoKcaMuI.

K cycnensun 6-(5-amuuo-1,3-6eH30KCa301-2-11)-2-MeTHI-2,3-IurHApOoMpruAa3nH-3-oaa (90%, 42 wr,
0,16 MMOITB) M 5-METOKCHITUPUINH-3-KapOOHOBOM KUCIOTHI (25 Mr, 0,16 MMoIb) B upuanHe (2 MIT) 00BN
1-3Ti-3-(3-mumeTHnaMuHOTIpoTIiI )Kapooauumuaa ruapoxiaopua (39 mr, 0,2 MMOJIb) W TIONyYEHHYIO CYCIICH-
3UI0 MTEpEeMEIBaIl B TeueHue | 4. Yka3aHHYI0 peakIIMOHHYI0 CMECh MEJICHHO pa30aBIsiid BoaoH (5 mur), mo-
JYYCHHYIO CYCIICH3UIO MEPEMEIINBAIN B TCUCHHE 5 MHH U 3aTEM TBEPJOC BEIICCTBO OT(HIBTPOBHIBAIU H CY-
i Ha Bo3ayxe. [locie pacTupaHus ¢ TOPSIMM STAHOJIOM MONTydand 27 MT YKa3aHHOTO B 3ar0JIOBKE COCTUHE-
Hus (Beixoq 47%) B BUjE TBEPAOTO BEIIECTBa KOPUUHEBOT'O IIBETA.

[Mpumep 1, cnoco6 82. 5S-Metokcu-N-[2-(1-meTnn-6-okco-1,6-murunponnpuaasns-3-min)-1,3-6eH30kcazoin-
S-wn|nupunuH-3-kapOoKCcaMuI.

oy AMP (500 MI'u, AMCO) 10,61 (s, 1H), 8,76 (d, J = 1,6 I'y, 1H), 8,50 (d, J =2,8 I'y, 1H), 8,34 (d, ] =
1,8 I'u, 1H), 8,19 (d, J =9,7 I'u, 1H), 7,90-7,83 (m, 2H), 7,79 (dd, J = 8,8, 2,0 I';, 1H), 7,15 (d, J = 9,7 ', 1H),
3,94 (s, 3H), 3,81 (s, 3H). Tr(METCR1600) = 3,6 mun (ES") (M+H)" 378.
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CJ'IG,HyIOIIII/Ie MMpUMEPLI NOJTyHaJIn COIJIaCHO CHOCO6y 82, OIMMMCAaHHOMY BBIIIIC.

TIpum.

Tabmmna 83
Crpykrtypa Mon. Hassanue no Hannsie XXX-MC
Macca TUPAC

S-metoxcu-N-[2-(1-

MeTII-6-0KCOo-1,6-
Tr(MET-YBOXX-

Fl © = JUTUAPONUPUIAZUH

| A

AB-101)=2,69
| l n— 377,36 -3-mn)-1,3- (ES) (M
[ MHUHYT, +
S 6eH30Kca30-5-
H)* 378
W nupuanH-2-

kapGokcamun

S-metokcu-N-[2-(1-
MeTuI-6-0kco-1,6-

2 o = muruapormpuaasus | TAMETCR1600) =
2 ~ e " 4

-3-mm)-1,3- 3,6 munyT (EST) (M

6eH30Kca3on-5- +H)™ 378

W UpUANH-3-

KapOokcaMuz

4-metoxcu-N-[2-(1-
MeTu-6-0kco-1,6-

. o — nuruapormpunasud | TrMMETCR1600) =
| T

| v oy 377,36 -3-mm)-1,3- 4,14 munyt (ES")

Hensokcasosn-5- (M +H) 378

W TUpUANH-2-

kapBokcamun

1-metun-N-[2-(1-

MeTHJI-6-0KCO-1,6-

,t[nrn:[ponnpw:[asm—r T TCR1600)
o Q. — r =

H—t 378,35 3,46 munyt (ES7)
A A OeH3oKca3on-5-mi)-
E (M + H)* 379
6-0Kco-1,6-
JIUTHPONUPHAA3UH

-3-kapbokcamun

Cnoco0 83.
Cxema crocoba 83

. . R . " o
|
o
\u)l\(j/ —_— s N Z | R Z | + =2 ) o by
~ Craans 1 M S, N

Cragus 2

B —

on

G
= o N “

Cranus 3 . [ o N J

B —

Cragus 4

<) . Y
o e o
Cramus 1, cioco6 83. Metuin S5-popMunmmupuanH-3-kapOoKcHiaT.

Merun-5-6pomMnupunun-3-kapookcunar (3,82 r, 17,66 mmouns), Tper-Oyrunmzonmanun (2,4

mi, 21,2
MMOJIB), TpuaTHICHIaH (8,46 M, 52,99 mmons), oupenmn-2-un(qunuknorexkcui)pocdan (0,28 r, 0,79 MMoIIb) U
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kapOoHar aunatpus (1,87 r, 17,66 mmons) cycnenaupoBanu B N,N-qumernidopmamuze (40 M) u cMech zera-
3UpoBany a30ToM B TeueHue 5 MuH. JoOaBmsmu nmamnamuii(Il) amanerar (0,12 T, 0,53 MMoOIb) U yKa3aHHYIO
CMeCh HarpeBaJM mpu Temmeparype 65°C B TedeHue HOUM B aTMocdepe azota. CMech OXJaXaaau 10 KOMHAT-
HOW TeMriepaTypsl, pazbasisuid Bogon (200 M) u atrnaneratom (40 mir), QUIBTPOBAIH, SKCTPArUPOBAIN DTHII-
arieraTtoM (2 x 50 MI1), 3aTeM IMPOMBIBAIU BOJOM (5 X 25 MiT), CyIIHIU Hax cylb(haToOM HATPUs, PUIBTPOBAIN U
KOHIICHTPUPOBAIK. DTOT MaTepuai nepememuBaid B 1 M pactBope coistHON kucioTon (50 mur) B TedeHue 2 d,
oxJyaxaanmu 1o temmeparypbl 0°C u racuim npu omomu 1 M pactBopa kapOonara Hatpust 10 pH 9. Ykazannyto
cMech dKcTparuposany stunaneraroM (3 x 30 mun), cymmm Hazg cyiab(aToM HATpus, GUIBTPOBAIN U KOHIICH-
TpupoBaim ¢ noiayderreM 0,95 T ykazaHHOTO B 3aroyioBKe coeauHeHUs (BbIxon 33%) B BHAE IOPOINKA MOYTH
6exoro ngera. oy (500 MI'n, AMCO) 10,20 (s, 1H), 9,31 (d, J =2,1 'y, 1H), 9,29 (d, J =2,0 T'u, 1H), 8,68 (t,J =
2,1 T, 1H), 3,94 (s, 3H). Tr(METCR0990) = 1,03 mum (ES") (M+H)" 166.

Cramus 2, cioco6 83. 5S-®opMunmnupuanH-3-kapOoHOBasi KUCIIOTA.

Metun 5-popmummupuans-3-kapookcunat (0,95 r, 5,75 Mmmons) pacTBopsiiin B TeTparuapodypane (20 )
u Bogie (20 mu), nobasisimu ruapokcun sutust (0,14 1, 5,75 MMOJIb) M TOTy4EHHYIO CMECh TEPEMENINBAIN TIPH
KOMHAaTHOU TemriepaType B TedeHne Houd. JJobasismu ruapokeun mutust (0,14 mr, 5,75 MMoib) U cMech Tiepe-
MemMBaIK B TeueHne 2 4. OpraHudeckuil pacTBOPUTENb BHIAPUBAIM M BOJHBIA CIIOH MPOMBIBAIM ITHIIAICTA-
oM (3 x 20 mur). Bognsrit cioii HeliTpanu3oBanu mpy oMoty 1 M pacTBopa coistHO# kuciaoTsl 10 pH 3 u dkc-
TparupoBanu dtunamneratoM (3 x 20 mun) u 1:1 m3onponanom:xiaopodopm (3 x 10 mi). OGbeTMHEHHBIE OPTAHH-
Yyeckue (pakiiy CYyIIIN Haj Cylnb(aToM Maraus, GUIbTPOBAIN U KOHLIECHTPUPOBAIHN. YKa3aHHYIO CMECh JIBa-
JKIIBI TTOJIBEPTaIM a3e0TPONHOM meperonke (15 min) ¢ momydyenuem 0,63 T yKa3aHHOTO B 3arojIOBKE COCAMHEHUS
(BeIXOX 72,6%) B BHIE mopoIika oemoro meeta. oy (500 MI'a, IMCO) 13,74 (s, 1H), 10,19 (s, 1H), 9,29 (d, J =
2,1 T'u, 1H), 9,26 (d, J =2,0 'y, 1H), 8,66 (t, J = 2,1 I'ny, 1H).

Cramus 3, cmoco6  83.  5-@opmun-N-{2-runpokcu-5-[(5-MeToKcUImMpuanH-2-nin)MeTokcu ] de-
HUWJT } TUPUIAH-3-KapOoKkcaMuI.

5-OopmumupuauH-3-kapoboHoByo  kucimory  (95%, 200 wr, 1,26 wmmoms) u  2-amuHO-4-[(5-
METOKCUITMPUINH-2-1)MeTokcH |heros auruapoxiopun (401,3 mr, 1,26 MMOJIb, MOTyYEHHBIA B COOTBETCTBUU
co cmocobom 33) mepememmBanu B rmmpuauHe (10 mm) B Tewenme 20 wmwuH. JloGammsu  1-oTHi-3-(3-
JTUMETUIIAMAHOTIPOTIHIT)KapOoquumuia Tuapoxsopus (313 mr, 1,63 MMOb) U CMECh NEPEMEINBaIN P KOM-
HaTHOW TemmepaTrype B aTMocdepe azora B Teuenne Houu. J{o6aBmsanu Boxy (20 Mi1) M cMeCh dKCTparupoBaiin
cMmeckio 1:1 m3omnponano:xiopodopm (3 x 25 mi1) 1 mpombiBai Boaok (2x10 mi). OObeAMHEHHBIE OpraHIYe-
CKHE CJIOM CYIIWIIM HaJ CyJib(aToM HaTpus, GUIBTPOBAIH U KOHLEHTPUPOBAJH C MOJyICHHEM Macila KOpUYHe-
Boro ngeta. [locie ounCTKU MU MOMOITHM KOJIOHOYHOH (udmi-xpomartorpaduu (cnnmkarens, 0-10% meraHou B
nquxiopmerane) nonydanu 0,07 T yka3aHHOTO B 3arojOBKe coequHeHus (Bbxox 13%) B BUIE TBEPIOTO BEIIECTBA
sxKenroro 1Beta. oy (500 MI'm, IMCO) 10,20 (s, 1H), 9,90 (s, 1H), 9,33 (s, 1H), 9,23 (d, J = 1,8 'y, 1H), 8,73 (s,
1H), 8,27 (d, J =2,9 I', 1H), 7,55-7,31 (m, 3H), 6,84 (d, J = 8,8 I'y, 1H), 6,75 (dd, J = 8,8, 3,0 I'u, 1H), 5,02 (s,
2H), 3,83 (s, 3H), 3,17 (s, 1H). T((METCR1673) = 0,89 mun (ES") (M+H)" 380, 86%.

Cramuss 4, cmnoco6 83. 5-{5-[(5-MetokcunupuanH-2-mi)MeTokcu]-1,3-0eH30Kkca301-2 -1} TUpUINH-3-
KapOabaeTusI.

5-®opmun-N-{ 2-TuApoKCcH-5-[ (5-METOKCUITMPHINH-2 -AIT)METOKCH | (peHMIT } TMpuIiH-3-Kapookcamun  (95%, 51
MT, 0,13 MMOJIb) CYCTIEHIMPOBAIA B YKCYCHOM KHCJIOTE (2 MIT) B TIPOOHPKE IS TIPOBEICHNS PEAKIIMI TI0/T BO3ICHCTBAEM
MHKPOBOJTHOBOTO M3JIYUEHHUS M YKa3aHHYIO cMech HarpeBaiu 1o Temreparypsl 180°C B Teuenne 90 muH. PacTBOp 0X-
JaKIaTd 10 KOMHATHOM TeMIepaTypbl, 3aTeM KOHIIEHTPUPOBAIN Jocyxa. Ilocie 0O9MCTKH MpH MOMOIIX KOJIO-
HOYHOH (hmduI-xpomarorpadun (cunukarens, 0-10% meTtaHon B AuxyiopMeTane) noixyvainn 20 Mr yKa3aHHOTO B
3aroJjIOBKe coeanHeHus (BBIXon 37%) B BHIe mopomka noutu Oeroro nsera. oy IMP (500 MI'n, xmopodopm)
10,20 (s, 1H), 9,63 (d, J =2,1 'y, 1H), 9,18 (d, J = 2,0 ', 1H), 8,89 (t,J=2,1 'y, 1H), 8,31 (d, J =2,8 'y, 1H),
7,51 (d,J=8,9I'ny, 1H), 7,45 (d, J = 8,6 T'n, 1H), 7,35 (d, J = 2,5 'y, 1H), 7,23 (dd, ] = 8,6, 2,9 I'n, 1H), 7,11
(dd, J =8,9,2,5 T, 1H), 5,20 (s, 2H), 3,86 (s, 3H). T(METCR1673) = 1,04 mun (ES") (M+H)" 362, 86%.

Cramust 5, cmocob 83. [(5-{5-[(5-MeTokcunupuanH-2-mi)MeTokcH]-1,3-0eH30Kkca301-2 -1t} HUPUINH-3-
WJT)METHII |(METHIT)aMHH.

5-{5-[(5-MetokcunupuanH-2-uin)MeTokcH |- 1,3-6eH30Kkcazon-2-1i } nupuauH-3-kapoansaerun (20 mr, 0,06
MMOJIb) PacTBOPSUTH B Toiryouse (5 mur) u meranamune (33 mac.% B stanone, 14 Mk, 0,11 MMoins) 1 go6aBsuH
cynbdart Maraus (20 Mr), 3aTeM MOJYYCHHYIO CMECh TiepeMenuBain B TedeHue 10 MuH, QUIbTpOBaIN M KOH-
nerTpuposaiu. Jobassumu Tomyorn (5 mi), metanamuH (33 mac.% B ataHone, 13,78 mxi, 0,11 MMoip) 1 Cynb-
(dar marams (20 MT) ¥ yKa3aHHYIO CMeCh IepeMeInBaiy B TeueHrne 10 MuH, GUIBTPOBAIHM U KOHIIEHTPHUPOBAIIH.
OcTaTtok pa30aBisIN TOXyoJIoM, H0OaBmsin MetanaMuH (33 mac.% B sTa”one, 13,78 mxim, 0,11 MMonb) U Cyib-
(haT MarHus ¥ NOJTYYCHHYIO CMECh MEPEMEIINBAIN B T€UCHHE HOYH, (DMIBTPOBAIN M BBHIIAPHUBAJIH. YKa3aHHYIO
CMech pacTBOpsUH B quxyiopmerane (50 mur), nodasmsmm 2 M pacTBop MeTwiiaMuHa B TeTparuapodypane (110
MK, 0,22 MMoOITb) 1 cynbgar Maraus (246 Mr) ¥ yKa3aHHYIO CMech IepeMeIInBalId B TEYCHUE HOYH (PacTBOPH-
TEJb BBINIAPUBAJIH). YKa3aHHYIO CMECh pacTBOpsUIH B auxjopmetane (50 mu), moGasmsuin 2 M pacTBop MeTHIa-
MHHa B TeTparunpodypane (220 mki, 0,44 MMonb) u cynbdar Maraust (1 T) ¥ cMech IepeMeIInBalIl B TEUCHUE
HOYM. YKa3aHHYIO cMeCh (DUIIBTPOBAIM W BBIIAPHBAIIM, 3aTE€M BBIICPKHMBAIN B MOPO3WILHOW Kamepe B aTMO-
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cdepe azoTa B TeueHue | Hemenu. YKazaHHYIO CMECh pacTBOpsUIM B auxjopmerane (50 mur), nob6asmsiau 2 M
pactBop MeTHIaMuHa B Terparuapodypane (220 mki, 0,44 Mmoib) u cyibdaT Maraus (1 T) 1 yka3aHHYIO CMeCh
MepeMeIINBaIN B TeUEHHE HOUX. YKa3aHHYIO CMeCh (DMIBTPOBAJH U BEITIAPHBATN. Y Ka3aHHYIO CMeCh pa30aBisi-
mu 1,2-muxmopaTadoM (2 mit) ¥ 100aBIsIN TpuareTokcubopruapua Hatpus (18 mr, 0,08 MMONb) U YKCYCHYIO
kucnoty (1 karutro) ¥ cMech MepeMenBaii B TedeHrne Houu. JloGaBimsuii BoAy (5 MIT) M HACBIIIEHHBIA PAcTBOP
rugpokapOoHaTa Hatpus (1 M) M cMeCh KCTparupoBaiy JuxyiopMeTaHnoM (4x5 mit). OObeJMHEHHBIE OpraHnye-
CKHE CJIOW CYIIMJIHM HaJa Cyab(paToM HaTpus, PUIBTPOBAIN W KOHIEHTPUpPOBaNH. [locie OYHCTKH MPH MOMOIIN
KOJIOHOUHOM (pam-xpomarorpaduu (cmmmkarens, 0-50% (25% 7 N amMMoHUI B METaHOJIE B JUXJIOPMETaHE) B
muxiopMerane) U npemnaparuBHo BOXX (amerorutpun/Boma + 0,2% ruapokcna aMMonust) nomydain 10 mr
YKa3aHHOTO B 3aroJIoBKe coeTuHeHus (Bbxox 48%) B Buze mopomika 0eioro mnseTa.

IMpumep 1, cnoco6 83. [(5-{5-[(5-MeTokcunupuanH-2-mi)MeTokcH]-1,3-0eH30Kca301-2 -1 } TUPUINH-3-
WJT)METHII |(METHIT)aMHH.

Oy AMP (500 MTI'w, meranon) 9,27 (d, J = 2,0 I'u, 1H), 8,72 (d, J = 2,1 I'y, 1H), 8,59 (t,J = 2,1 ', 1H),
8,25(d,J=2,8Tn, 1H), 7,63 (d, J =8,9 I', 1H), 7,57 (d, ] = 8,7 I'y, 1H), 7,45 (dd, J = 8,6, 2,9 ', 1H), 7,38 (d,
J=2,5Tn, 1H), 7,16 (dd, J = 8,9, 2,5 T'u, 1H), 5,20 (s, 2H), 3,91 (s, 2H), 3,90 (s, 3H), 2,46 (s, 3H). Tr(MET-
VB2XX-AB-101) = 1,56 mun, (ES") (M+H)" 377.

Crnenyromuii mpuMep MoIy4aiy COrJacHo crmocoOy 83, OIMMCaHHOMY BEIIIIE.

Tab6muma 84
TIprm. Crpyxrypa Mo Hassanue no JHannbie XXX-MC

macca TUPAC

[(5-{5-[(5-

METOKCUITUPUMH-
Tr(MET-YB2XX-

s =, 2-mm)MeTokeHu]-1,3-
/@i, » AB-101) = 1,56
1 T N 376,42 OeH3okca3on-2-
AL % MunyT, (ES*) (M +
? W} TUPUANH-3-
H)" 377
HI)METHIT](METHT)a

MHH
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Cramus 1, cmoco6 84.  3-({2-'mmpoxcu-5-[(5-MeTOKCHITUPUANH-2-MIT)METOKCH | heHH } Kapdamo-
WI)IUPUANH- 1 -nym-1-onar.

2-Otokcu-1-3TokcukapOoonm-1,2-muruapoxunonus (0,090 r, 0,36 Mmonb) mobaBimsud K cycrieH3un N-
okcuaa HUKoTUHOBOH kucioTsl (0,051 1, 0,37 MMonb) B quxiopMeTane (15 MiT) M OTYYCHHYIO CMECh IepeMe-
IIMBaJIM TIpY KOMHATHOW Temmeparype B arMmocdepe azora B TeueHwe 1 4. JloGaBmsamm 2-amuHO-4-[(5-
MeToKcUpuarnH-2-mn)MeTokcu|hernou (0,100 T, 0,406 MMOITL, TOYYEHHBIN B COOTBETCTBHH CO criocobom 33)
¥ YKa3aHHYIO CMECh IIEpEMEINBAIN B TedeHHe Houn. Ocamok coOupanu mpy oMoy (GHIbTPOBAHUS U CYLIHIH
IpY TTIOHMKEHHOM JaBlICHMH. [lociae OYMCTKH NMpH MOMOIIM KOJOHOYHOH (hism-xpomarorpaduu (CHINKarels,
0-10% metanon B auxsopMetane) nmorydann 0,068 T ykazaHHOTO B 3ar0JIOBKe coeanHeHMs (Bbrxox 38%) B BHIE
TBEPJIOTO BEIIECTBA CBETJIO-KOpHYHEBOTO 1Beta. Oy SIMP (500 MI', IMCO) 9,81 (br s, 1H), 9,23 (br s, 1H),
8,67 (s, 1H), 8,38 (d, ] = 6,0 I', 1H), 8,27 (d, J =2,5'n, 1H), 7,79 (d,J = 7,5 'y, 1H), 7,55 (dd, 1 = 7,5, 6,5 I'Ly,
1H), 7,46 (d, J = 8,5 'y, 1H), 7,41 (dd, J = 8.5, 3,0 T'w, 1H), 7,33 (d, J = 3,0 I'y, 1H), 6,83 (d, J = 8,5 I';, 1H),
6,75 (dd, J =8,5, 3,0 I'y, 1H), 5,01 (s, 2H), 3,83 (s, 3H).

Cranmus 2, criocob 84. 3-{5-[(5-Merokcunupuann-2-nin)merokcu]-1,3-0eH30Kca301-2-1i } TUPUIUH- | -1ii-
onart.

CwMmech 3-({2-ruapokcu-5-[(5-MeTOKCHIUPUANH-2 -1 )METOKCH | (DeHILT | KapOaMOWIT ) TUpUAKH- | -Hif-1-omaTa
(0,100 r, 0,272 MMoOJB) M Hapa-ToIyoJICYIb(HOHOBOM KucinoTel MoHoruapara (0,518 r, 2,72 MMomb) B JeIsIHOM
YKCYCHOM KHciaoTe (3 MJI) HarpeBajd IPH MOMOIINM MHUKPOBOJHOBOTO 00iy4eHUs mpu Temmeparype 120°C B
TeueHue 2,5 4. YKa3aHHYI0 PEaKIIMOHHYIO CMECh OXJIAXKIAIH 10 KOMHATHOM TEMIIEPaTyphl U 10 KamisiM J00aB-
JSUTH K JIENTHOMY HAacCBIIIEHHOMY pacTBOpY Omkap6oHarta HaTpus. pH momyueHHON cMmecH IOBOIMWIHM IO 7 IO-
0aBIEHHEM HACBIIIEHHOTO pacTBOpa OMKapOOHAaTa HATPHSA M YKa3aHHBIH HMPOIYKT 3KCTPAarupoBay JTHUIIAIETa-
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ToM (3 x 50 mi). OObenMHEHHBIC OpTraHNYECKHE dKCTPAKThHI CYIIMIN Haa Ccyib(aroM HaTpus, QGUIBTPOBAIH H
KOHIeHTpupoBaiy. [locie ouncTKN Py MOMOIIHM KOJOHOYHOH (umi-xpomaTorpaduu (cmmmkarens, 0-10% me-
TaHOJI B AUXJOPMETAHE), MPOBEACHHOMN NBaXKAbl, mony4yanu 0,055 r yka3aHHOTO B 3aroJjIOBKE COEAUHEHHUS (BbI-
x0J1 58%) B BHIIE TBEPIOTO BEUIECTBA MIOYTH OEJIOTO0 IIBETA.

IIpumep 1, cmocob 84. 3-{5-[(5-MeTokcunupuanH-2-mI1)METOKCH]-1,3-0eH30KCca3071-2- 11 } MTUPUANH- | -Hii-
onar.

Sy SIMP (500 MI'n, AMCO) 8,77-8,76 (m, 1H), 8,43-8,42 (m, 1H), 8,31 (d, J =3,0 I'y, 1H), 8,02-8,01 (m,
1H), 7,75 (d, I =9,0 'y, 1H), 7,65-7,63 (m, 1H), 7,53-7,50 (m, 2H), 7,43 (dd, J = 9,0, 3,0 'y, 1H), 7,17 (dd, J =
9,0, 2,5 T, 1H), 5,19 (s, 2H), 3,84 (s, 3H). T(METCR1416) = 3,0 mun (ES") (M+H)" 350.

Crieyromuii mpuMep TMOIyJalld COTJIACHO croco0y 84, OMMCaHHOMY BHIIIIE.

Tab6muma 85
TIpum. CtpykTypa Mou. Hassanue no Janubie XXX-MC
Mmacca TUPAC
3-{5-[(5-
METOKCHITHPHAMH
o = Tr(METCR1416) =
N -2-1J1)MeTOKCH]-
1 ™o i L[ 34935 3,0 vunyT (ES™) (M
| o 1,3-6en3okcason-
N +H)" 350
2-nt } mpuanH-1-
unii-onar
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Cranus 1, cioco6 85. 4-I'mapokcu-3-(mupuauH-3-aMu0 )OeH30WHAS KUCIIOTA.

3-AmuHo-4-ruapokcnbdensoiinyto kucioty (0,5 T, 3,27 MMOJIb) pacTBOpsuIM B IUpuauHe (5 M) U 10o0aB-
JSUTH 2-XJIOPHUKOTHHMI Xitopua ruapoxsopun (0,581 T, 3,27 MMoIb) M yKa3aHHYIO CMECh EpEeMEIINBaIN B Te-
yeHue HouM. [TMpuIUH ynansum B BaKyyMe M ITOJy4€HHOE Macllo PacTBOPSIIM B ATWIIALIETATE U ABAXK/bI IIPOMBI-
BaJIM BOoJIoH. OpraHUyuecKuid CJI0# CyIwIn Hajx cyab(paToM Maraus, QUIbTpOBaIN U KOHIEHTpupoBanu. [Tocne
OYHCTKH TIPH ITOMOIIM KOJIOHOYHOH (udI-xpomarorpadun (cuinmukareinb, 30-70% sTunarerar B TUXJIOpMETaHE)
1 KOJIOHOYHOH (hiamr-xpomarorpaduu (crmkarens, 1-5% Meranon B quxiopMerane) noixydann S00 mr ykasaH-
HOTO B 3aTOJIOBKE coeIMHEHHS (BBIX0 59%) B BUIIC TBEPAOTO BeIeCTBA OpamkeBoro eeta. oy AMP (500 MIw,
JIMCO) 12,55 (s, 1H), 10,63 (s, 1H), 9,84 (s, 1H), 9,13 (d, J = 1,9 ', 1H), §,83-8,73 (m, 1H), 8,33 (dt, J =79,
1,8 I'm, 1H), 8,26 (d, J =2,0 I'm, 1H), 7,69 (dd, J =8,5, 2,1 'y, 1H), 7,62-7,51 (m, 1H), 7,00 (d, J = 8,5 'y, 1H).
Tr(METCR1410) = 1,15 mun (ES") (M+H)" 259, 75%.

Cramus 2, cioco6 85. 2-(ITupuana-3-mn)-1,3-6eH30KCca301-5-kapOOHOBas KHCIIOTA.

4-T'mapoxcu-3-(mupuanH-3-amMu10)0eH30iHy0 KucioTy (150 mr, 0,517 MMoIb) pacTBOPSUIM B YKCYCHOH
KucnoTe (3 MII) ¥ HarpeBaiau B MUKPOBOJIHOBOM neun B TeueHue 10 mun npu tremnepatype 200°C. PactBopure-
T YIAJSUTA U TIOCJIe OYMCTKY TP ToMony npenaparuBHoit BOXX (aneronurpmn/sona + 0,2% rugpokcun am-
MOHHS) TIOJTy4asii 55 MI yKa3aHHOTO B 3ar0JIOBKE coeMHEHHUs (BbIXo 44%) B BHJE TBEPAOTO BEIIECTBA OEI0TO
ngeta. oy AMP (500 MI'u, IMCO) 9,38 (d, J = 2,1 I'u, 1H), 8,82 (dd, J =4,8, 1,6 I'y, 1H), 8,57 (dt, J = 8,0, 1,9
I'u, 1H), 8,29 (s, 1H), 8,06 (dd, J = 8,5, 1,5 I'u, 1H), 7,80 (d, J = 8,5 I'u, 1H), 7,67 (dd, J = 8,0, 4,8 I';, 1H).
Tr(METCR1410) = 0,96 mun (ES") (M+H)" 241.

Cranus 3, cioco6 85. N-(5-Metokcunupuaua-3-mui)-2-(mupuaus-3-1mi)- 1,3-0eH30Kkca301-5-kapOoKcaMui.

2-(mupunuH-3-nin)-1,3-6eH3o0kcazon-5-kapboHoByto kucioty (108 mr, 0,45 MMOJIb) U 5-METOKCHITUPUTHH-
3-amun (56 wmr, 0,45 wmwmoms) oObemmHsTM B mmpuawHe (3 wmm).  Jlob6aemsmm  1-3THin-3-(3-
JTUMETHIIaMAHOTIpOTIHIT)Kapooquumuia ruapoxiaopun (70 mr, 0,45 MMOIb) ¥ yKa3aHHBIM pacTBOP MepeMelTBa-
T B TEYCHHWE HOYM. YKa3aHHYIO PEAKIIMOHHYIO CMECh pa30aBisuiy Boaoi (10 M), 3aTeM 3KCTparupoBaH dTHII-
arieratoM (3x10 mur). OObeIMHEHHBIE OPTaHUMYECKHE SKCTPAKTHI MPOMBIBAIIM BoMoH (2 x 10 M), cymmim Hax
cynmb(haToM MarHus, GUILTPOBATN U KOHIICHTpHUpOBa. [locie 0o4ncTKH TpH MOMOIIH mpenapatuBHot BOXXX
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(anetonnTpmi/Bona + 0,1% MypaBbMHAs KHCJIOTA) MOJTyYann 12 MI' yKa3aHHOTO B 3arojOBKE COEAMHEHUS (BBI-
x0J1 8%) B BUJIE TBEPIOTO BEIIECTBA OEIIOTO IBETA.

[Tpumep I, cmoco6  85.  N-(5-MerokcunupuauH-3-wmi)-2-(mupuauns-3-uin)- 1,3-0eH3okca3o-5-
KapOOKCaMMI.

Sy SAMP (500 MTI'u, IMCO) 10,57 (s, 1H), 9,40 (d, J = 1,4 I', 1H), 8,85 (dd, J = 4,8, 1,5 I'u, 1H), 8,61 (d,
J=1,9Tm, 1H), 8,59 (dt, J =8,0, 1,8 'y, 1H), 8,50 (d, J = 1,2 'y, 1H), 8,10 (dd, J =8,6, 1,7 ', 1H), 8,08 (d, ] =
2,6 I'm, 1H), 8,01 (d, J = 8,6 I'y, 1H), 7,93 (t, J = 2,3 I'u, 1H), 7,69 (dd, J = 8,0, 4,8 I', 1H), 3,86 (s, 3H).
Tr(METCR1600) = 3,82 mun (ES") (M+H)" 347.

Crieyromuii mpuMep TMOIyJalld COTJIACHO croco0y 85, ONMMCaHHOMY BHIIIIE.

Tabmmma 86
IIpum. CrpyxTtypa Mon. Haspanue no Jannbie JKX-MC
Mmacca IUPAC
N-(5-
METOKCUTIMPHUANH- Tr(METCR1600
1
7R A o
H 3-un)-2-(mupuaun- | BbiCOKMi pH 7 MuHYT
1 N “7‘/©[/>_<j,> 346,35 )-2-(mp P HyT)
L0 3-mm)-1,3- = 3,82 munyT (ES) (M
OeH3okcaszon-5- +H)* 347
kapOokcamun

BuoJsiornyeckue npuMephl

AHanu3 paguoUTraHHOTO CBI3bIBaHMS Q46.

Jlnst ananu3a paguonurasaHoro cBs3biBaHus (RBA) momywamu 6emox GST-B46 Ha ocHOBe TpenblayIiei
myomukaiuu (Scherzinger et al. Cell, Vol. 90, 549-558, August 8, 1997). s sxcniepumentoB 33 MmkM GST-B46
nHKyOonpoBam ¢ 150 Mkr/mMa TpombuHa B Oydepe mig anammsa (150 MM NaCl, 50 MM Tpuc pH 8,0) u 2 MM
CaCl, B Teuenue 16 1 npu temmneparype 37°C. ArperupoBaHHbiii B46 ocaxnanu eHTpU(YTHPOBAHUEM B Tede-
Hue 5 MuH nipu 13000 06/MuH B CTEHAOBOH LEHTpH(Yyre U MOBTOPHO PacTBOPSUIM B TOM ke o0beMe Oydepa uis
aHanuza. Tectupyemble coeqUHEHHs ObUIM 1MOydeHs! myteM TuTpoBanus B IMCO B 11 koHneHTpanusx ot 33
MKM 1m0 1 HM. [Ins aHanm3a paauoNMTaHHOTO CBSI3BIBAHUS arperaTel Ocika Q46 U TeCTUPyeMble COCTUHCHUS
npeiBapuTeIbHO UHKyOupoBanu B Oydepe s aHann3a B Tedenue 20 MUH IIPH KOMHATHOM TeMmeparype, IpH
140 Mxn/tyHKY B 96-JIyHOYHOM IUIaHIIeTe (TOJMIPONMICHOBBIH, C KPYIJIBIM JHOM). 3aTeM J100aBIIsUTH JINTaH/
10 Mx1/myHKY ¥ MHKyOupoBanu B Tedenue 60 muH npu Temneparype 37°C. KoHedHble KOHIIEHTpALMH COCTaB-
nsma oT 1 1o 30 MKM TecTupyeMoro coennHeHus1, 5 MKM Oenka B46 (SkBHBaJIeHT KOHIIEHTPAIMH MOHOMEPA) H
10 #M muranza [*H;] MK-3328 (Harrision et al., ACS Med. Chem. Lett., 2 (2011), p. 498-502). OGpasup! mepe-
HOCWJIM Ha TutacTuHBI GuibTp-nipecca GF/B u aBaxmpl npombiBamu 200 mxi PBS ¢ momompio komtekropa Fil-
termate. @UIBTpOBaNBHBIE TNIACTHHBI CYIIIIIH B TedeHue 1 1 mpu remnepatype 37°C, mociie 4ero 3aJHi0i0 4acTh
TUTACTHH 3amnedaThiBad Qoibrod W mao0aBisui 30 MKI/JIyHKY CHMHTHILIAIMOHHOHN x)uakoctu (Packard Mi-
croScint 40), 3aTeM HHKYOMPOBaJIM B Te4eHHE 15 MUH B TEMHOTE M IIPOM3BOIMIIN TIO/ICUET IIPH ITOMOLIH pHICpa
TopCount. [{ns aHanu3a peruMIUpoBaHHbIC TaHHBIE W3 HE3aBUCHMBIX aHAJIMTUYECKUX IUIAHIIETOB OBUTH HOP-
MaJIM30BaHbl M0 OTHOIIEHMIO K nHruouposanuio 0 u 100% c ucronap30BaHMEM KOHTPOJIBHBIX JYHOK C HOCHTE-
nem (0% warHOHpoBanus) u 3 MkM Hemeuernoro MK-3328 (100% wnarubuposanus). 3HaueHus 1Csy onpenensioun
C TTOMOILBI0 CUTMOUAATBEHON MOJIENN MHIMOMPOBAHUS C YETHIPbMS IIEPEMEHHBIME (BepX, HU3, HakJIoH, ICs) ¢
MOATOHKOH! C UCTIONb30BAaHHEM HOPMHUPOBAHHBIX PEIUTUIIMPOBAHHBIX JaHHBIX.

Tabmmma 87
PesynpraTel o aktuBHOCTH RBA 1Cs0: < 100 HM +++, 100-500 M ++, > 500 M +
CrpykTypa Hassanue o IUPAC AxTHB-
HOCTH
~
s 4-{[2-(4-xnopdenmn)-1,3-
. _ GeH30KCa301-5- +++
" _Q"\j N nn]kapbamon j heHr arerar
l =

- 143 -



035646

0,
I /@i )—@ N-(2-pennn-1,3-6enzoxcaszon-5-
N N
H

-+
win)OeH3amMuz
5 -~
e 4-merokcu-N-[2-(3-metundennn)-
+++
1,3-6en3okcazon-5-un]deHzamun
1]
{;D
o £
‘
HH <
2-metokcu-N-[2-(4-meToxcnperu)-
+++
"i\ ] 1,3-6eH30Kca301-5-m]GeHzaMu
d
S
0/
Hi 2
4-merokcu-N-[2-(4-meroxcud ermn)-
o+
. 1,3-6en3okcason-5-un|6eHsamuzn
\ u
=]
A
B
I o
3-metoxcu-N-[2-(4-meTokcudenun)-
++

" 1,3-6eH3okcaszon-5-nn|oenzaMun

- 144 -




035646

0
u N = 4-meroxcu-N-[2-(nupunus-3-1)-
H +++
1,3-6ensokca3on-5-mn]GensaMur
0
u N — 4-meroxcu-N-[2-(nupunun-4-1)-
H +++
R 1,3-6eH30Kca3on-5-mn]denzaMur
\
/@ c>_® N-[(4-meTokcubennn)merin]-2-
p p)
/©/\E &N (mmpunus-3-wn)-1,3-6eH3okcason-5- [ +++
™ aMUH
R /©: c S-merokcu-N-[2-(3-mermndermn)-
. % ~
2 o | : 1,3-6GeH30Kca30i1-5-un | nupuauH-2- +++
~
kapbokcamuz
o /@:C 6-merokcu-N-[2-(3-meTundeHun)-
y,
n | N Ul : 1,3-6eH30Kca3omn-5-mi|nupunns-3- +++
Ny ~
° kapbokcamuz
o /@[C 2-merokcu-N-[2-(3-meTundenn)-
7 i
N 1,3-0eH30KCa3071-5-1 | TUpUMUAUH- +++

S-kapOokcaMun

- 145 -




035646

a [
- N H
LT
\D \\I

5-meroken-N-[2-(3-meTnndenun)-

1,3-6eH30Kca3omn-5-mi|mupasun-2- +++
kapOokcaMuzn
M o
o =
| )—Q 4-metokcu-N-[2-(3-metundenun)-
S [t
i [1,3]okcazomno[5,4-b]mupunun-6- 4+
& un|bensamMun
0O
0y
V.
N —N 5-(4-merokcudenun)-2-(mmpuanH-3-
o+
R ui)-1,3-6eH3okcazon
|
- \©\ /@:O/ 7 N\ N-(4-metoxcudermn)-2-(MupuanH-3-
++
i N ! un)-1,3-6eH30KCa30/1-5-aMUH
P /@[ ° — 2-(nupuaus-3-ui)-N-
) )
J ,.l/k N 7N ,J/ {[1,2,4]tpunazono[4,3-a]mupunuH-3- -+
= un}-1,3-6eH30Kkca3on-5-aMiH
PN
NTOSN ° 78\ 2-(mupunuH-3-un)-N-(MupuMuanH-4-
L
N N

wi)-1,3-6eH30kcason-5-aMuH

- 146 -




035646

2-(rpunuH-3-mn)-N-(mupuMugnH-2-

-+
wn)-1,3-6eH30Kca3on-5-aMuH
Q,
> N
N N — 5-(5-MeTOKCHITHP UMUHH-2-1IT)-2-
|N ) -+
T Xy (mupunus-3-mn)-1,3-0eH30KCca3on
Q
p 7 N
& N =y 5-(6-MeTOKCUITHPUAA3UH-3-111)-2-
| EEny
o X AN (mupunun-3-nn)-1,3-6en3okcason
\
0,
7N\
N i N — 5-(5-meToKCHMUPHANH-2-1IT)-2- o
X (mupunun-3-un)-1,3-0ensokcazon

- 147 -




035646

5-(5-MeTOKCHUTTHPA3UH-2-1IT)-2-

(mupunnH-3-nm)-1,3-6er3okcason

+H+

5-(2-METOKCHUITUPUMUINH-5-1IT)-2-

(mupunuH-3-1n)-1,3-0eH30KCca301

++

4-[ 5-(mpuMUANH-5-HIMETOKCH)- 1 -
6ensodypaH-2-mi|mupuaANH-3-

kapOoHUTpUI

++

4-{5-[(5-meToKCcHNUPUANH-2-
Wn)MeTokcH]-1-6ensodypan-2-

WJ1 } MUPUANH-3-KapOOHUTpUN

++

4-{5-[(5-meTokCHTTHPHUH-2-
un)MeTokcH]-1-0ensopypan-2-

W} MIUPpUIUH

+H+

]

N

--H,\J\/:\\V/\o S

)

4-{5-[(1-meTun-1H-nmunazon-4-
nn)merokcu]-1-6exsodypan-2-

T} THPUANH-3-KapOOHUTPHIT

+H

- 148 -




035646

4-{5-[(1-merun-1 H-umunazon-2-
Wi)MeTokcu]-1-6ensodypan-2-

W1} TUPUAIH-3-KapOOHUTPHIT

++

1-metusn-4-[ 5-(mupumuaun-5-
unmetokcn)- 1-0enzodypan-2-mil-

1 H-nupazon-3-kapOoHUTp U

+++

5-merokcu-2-[2-(mupunun-3-mi)-1,3-
Hensokcason-5-un]-2,3-aurunpo-14-

H30MUHI0J-1-0H

R

3-{6-1(5)-2-(4-
METOKCU(EH I )ITeHN |-
[1,3]okcasono[5,4-bnupunus-2-

T} THPUTHH

+++

4-[5-(mupunus-3-unokcu)-1-
Oenzodypan-2-un | nmupuauH-3 -

KapOOoHUTpUI

+++

6-meTokcy-2-[2-(rmpuann-3-mm)-1,3-
Oensokcaszon-5-unj-1,2,3,4-

TETPAruIpOU3OXUHOIUH- 1-on

++

- 149 -




035646

5-[(4-merokcudeHnT)MeTOKCH|-2-

+4+
(mupunne-3-ni)-1,3-6eHsokcazon
Q
I
0
0
o N = 5-[(3-merokcudeHnT)MeTOKCH]-2-
. +++
- (mupuauE-3-11)- 1,3-6ensokcason
Q,
JOONE
o N = 5-[(5-meToxkcunupuauH-2-
s unmmMerokcu]-2-(mpuans-3-mn)-1,3- [ +++
o OeH30KCca301
[
S N\
/@: 4 2-(nupuanH-3-1)-5-(MpuanH-3-
“ o N =N o
N | unMeToxcn)-1,3-6eH3okcason
N
O,
[seSa
R N = 5-[(1-meTun-1H-nupazon-4-
//j) Hn)MeToKcH |-2-(mupuaun-3-mn)-1,3- ++
N\N ] 6eH3oKcazon
/
5-{5H,6H-umunaso[2,1-
++

b][1,3]tnason-3-unmeTokcu §-2-

(mupunus-3-un)-1,3-0eH30Kcason

- 150 -



035646

numveti( {3-[4-({ [2-(mupunnn-3-

wn)-1,3-6enzokcaszon-5-

o
| HIT]OKCH } MeTHIT)(PeHOKCH |TPOIHT § )a
MHUH
o ° =N
N Ve 1-(mupunuH-2-mn)-2-[ 2-(mupuaun-3-
= N ERs
~ wi)-1,3-0eH30Kkca3051-5-un|sTan-1-0H
OH © =N
M /an 1-(rmpunus-2-mn)-2-[2-(mupunus-3-
= N ++
S un)-1,3-6en3okcazon-5-unlatan-1-om
A /©:c>_® 6-meTokcy-2-[ 2-(mmpunnn-3-mi)-1,3-
V,
/@ij N = Gensokcason-5-un]-1,2- ++
~ 7
o IUTHAPOM3OXUHONNH- | -0H
N\ o
M />—</j\> 2-(mupungus-3-um)-N-[2,2,2-
N —N
b Tpudrop-1-(4-meTokcudennn)aTim]-
F +
F [1,3Jokcazono[5,4-bnupruauH-6-
F
o aMHH
M )
A DYA
P e p( — 3-{6-[2-(4-MeTOKCH(pEHNT )3 THHII |-
~ [1,3Jokcazono[5,4-bnupuaus-2- +++
¢}

W} TUPUAUH

-151-




035646

e}

AYA

3-{6-(2)2-(4-
METOKCH(DEHHMIT )3 TeH I |-
[1,3]oxcasono[5,4-b ] mupunus-2-

T} THPUANH

o+

5-merokcu-2-[2-(mupunns-3-1wi)-
[1,3]oxcasonol5,4-b]mupunuH-6-ni)-

2,3-purunpo- 1 H-m3ouanoi-1-ox1

A+

5-[(5-meroxcunupazuH-2-
WIT)METOKCH |-2-(rmpuans-3-mi)-1,3-

GeH30KCa30IT

+++

3-merokcu-6-[ 2-(nmupuaun-3-un)-1,3-
Gensokcaszon-5-unl-5H,6H,7H-

nuppoo[3,4-b]nupuanH-7-ox

+++

2-(nmupuauH-3-1n)-6-(MUpUanH-3-

wiMeTokcn)-1,3-6eHsokcason

b

AN

7

3-{6-[2-(nupunuH-3-un)3TUHWI |-
[1,3Jokcazomno[5,4-bnupunus-2-

T} THPUANH

+++

- 152 -




035646

5-{[(5-meTokcunupuaus-2-

‘ HIT)OKCH |[MeTu -2 -(MUPUANH-3-11)- +++
R Ve 1,3-6eH30Kca3on
W
4-[5-(mupuauH-3-unMerokcn)- 1-
Q
Yy, 7N OeHsodypan-2-un | nmupuanH-3 - +++
= ° —
| P KapOOHUTPHUIT
N
N\
N 4-{5-[(1-meTun-1H-nupazon-4-
0,
p 7N, Wi)MeTokcu]-1-0ensodypan-2- +++
- H\r/j/\o — W1} TP MAUH-3-KapGOHUTPHIT
W\
3-[5-(mupunuH-3 - AIMeToKCH)- 1-
o]
“ /@f Y / :> 6ensodypan-2-mwi| nupuanH-4- +++
o
| P KapOOHUTpUI
N
N\
N 3-{5-[(1-meTun-1 H-mupason-4-
0
P 7N um)merokcu]-1-6ensodypan-2- +++
- ”\/y\o =" WL} TP HIH-4-KapOOHUTPHIT
=
[ o 7N 3-{6-[1-(5-MeTOKCHITHPHAHH-2-
= N —_
z |H ° ' " un)stokcu]-[ 1,3]okcazono[5,4- ++
M

blnupunuH-2-un } IUpUIHH

- 153 -




035646

N\ 4-{5-[(5-meToKCUNHIPaA3HH-2-
G
4 Y 4 _\ i nin)merokcu]-1-6ersodypan-2- +++
S o
\0/[”;(\ T} THPUANH-3-KapOOHUTPHIT
/@:0 VAR 6-({[2-(mupunun-3-mn)-1,3-
V
| = 0 K = Gen3okcazon-5- +H+
o WIT]OKCH § METHJT)[IUP UOMH-3 -0
0
-0
? oo 5-{[5-(mpon-2-en-1-
/](/)J) MJIOKCH)IMPA3UH-2-UJI|METOKCH }-2- +++
A
Ho (mupunus-3-mwi)-1,3-0eH30Kca3zon
|
,@:0 VRN 5-({[2-(mupumun-3-un)-1,3-
Vi
P o N = OeH3okcazon-5-un]okeu f metmn)-1,2- ++
py JUTHAPONHPA3HH-2-0H
/(::E o 7N 1-metmn-5-({[2-(nupunus-3-mn)-1,3-
Vi
\ —
Ny o M M Oen3okcazon-5-un]okeu f metmn)-1,2- ++
g\
. JIUTUIPONUPA3HH-2-0H
/@: PN 5-[4-(5-MeToKCHMTUPUMHANH-2-
|/\N un)nunepasut-1-un]-2-(nupuaus-3- +++

un)-1,3-6eH30kcazon

- 154 -




035646

3-{6-[(5-meToxkcunmpuayH-2-
un)merokcu]-[1,3]okcazomno[5,4- +++

blnupunuH-2-un } IUpUIUH

-

~

5-(1-metun-1H-nupason-4-un)-2-
++
(mupuaun-3-un)-1,3-6ensokcason

3-{6-[(6-meTokcHnUpUNH-3-
wn)merokcu]-[ 1,3]okcazono[5,4- +++

b|nupumuH-2- 1 } IHPULAH

5-[(5-meToxkcunupuamH-2-
un)merokcu|-2-(mupuaun-4-un)-1,3- +++

GEeH30KCa301

5-[(5-meToKCHTTHPUANH-2-
un)merokcu]-2-(1-metun-14- -+

mrpason-4-mi)-1,3-6eH30Kkcazon

5-[(5-meTokcunupuanH-2-
wi)MeTokcu|-2-(rmpasus-2-mi)-1,3- +++

GeH30KCca30IT

-155-




035646

[(3-{ 5-[(5-meToKCHTIMpPHANH-2-
un)merokcu]-1,3-6eHsokcaszon-2-

W} PEHIUT ) METHIT | TNME TUIAMUH

T

5-[(5-merokcunupuguH-2-
un)merokcu]-2-(1-merunnunepunun-

4-un)-1,3-0enzokcazon

++

5-[(5-merokcunupuguH-2-
un)metokcu]-2-(1,3-tuason-5-m)-

1,3-0eH30Kca30n

+++

S-[2~(mupunuH-2-HIOKCH)ITOKCH -2~

(mupunus-3-mwi)-1,3-0eH30Kca3zon

++

4-[5-(1H-nupason-4-nnveTokcn)-1-
OenszodypaH-2-un]|nMpUANH-3-

KkapOOHUTpUI

+++

3-{[(2-{5H,6H-umunaso[2,1-
b][1,3]mnazon-3-un}-1-6enzodypan-

S-HJ1)OKCH|METHII | TUPUANH

-

- 156 -




035646

. 7\ 7-{5-[(5-meTokcunupuanH-2-
~ OKIN/}‘“ = un)merokcu]-1,3-6ensokcason-2- s
. ‘ N un}-5,6,7,8-terparuapo-1,7-
I HadTHPHAKH
Q,
=
/@: />— N\J 2-(1H-umuznazon-1-mn)-5-[(5-
&}
| S “ METOKCUMUPUINH-2-1J1)METOKCH |- +++
Ll
T 1,3-6en30Kca3on
o /N] 2-{5H,6H,7H,8 H-umunaso[1,2-
/Q: r‘>—N P alnupasus-7-u}-5-[(5-
=y o ! +++

METOKCUNUPHANH-2- I )METOKCH -

1,3-6eH30KCa30i

- 157 -




035646

L0

P

2-(3-propazeruaun- 1 -1w1)-5-[(5-
METOKCHITHP UANH-2-1J1)METOKCH |-

1,3-6en3okcazon

++

NH,

° 1
-0
S g )

2-{3H,4H,5H,6H,7H-nmunasol4,5-
clmupunus-5-un}-5-[(5-
METOKCHITUPHIANH-2-1T)METOKCH |-

1,3-0en30Kca3on

+H+

IH
{

e
M M
PeYys

5-[(5-merokcunupuanH-2-
un)merokcul-2-{2H,4H,5H,6H,TH-
rpasoino[4,3-c]mupuans-5-mn}-1,3-

GeH30KCca3oI

+++

- 158 -




035646

2-{5H,6H,7H,8H-nmunaso[ 1,5-
a]nupazun-7-un}-5-[(5-
METOKCHITUPUAMH-2-HJT)METOKCH |-

1,3-0eH30kcazon

+++

5-[(5-meroxkcunupuauH-2-
ummeroxcu]-2-{SH,6H,7H-
nppono[3,4-b]mupuans-6-mi}-1,3-

OeH30KCca3051

b

4-(5-{[1-(2-meToxcuyTII)- 1 H-
upason-4-wi|MeTokcH §-1-
6ensodyypaH-2-HT)IHpUAHH-3 -

kapOOHUTPHIT

+H+

- 159 -




035646

N-(5-{ 5-[(5-meToxcHmmpHanH-2-
unmmerokcu]-1,3-6ensokcason-2-

T} THP AN H-2- 1T |aLie TAMU

+++

5-{5-[(5-meToxcunmpuayH-2-
nun)metokcu]-1,3-6eH3okcazon-2-

W} TUPUINH-2-aMIH

+H+

2-[5-(2-MeTOKCHATOKCH )ITUPUANH-3 -
wi-5-[(5-meTokcunmupuaua-2-

wi)merokcu]-1,3-6eH30Kkcazon

++

N

metun({[4-({[2-(mupunun-3-umn)-1,3-
Bensokcazon-5-

WIT|OKCH } METHIT )(hSHIIT | METHIT } JaMHH

++

HU__/—_N\ f=—d

H

4-(5-{[1-(2-ruppokcustun)-1H-
nipasos-4-un|meTokcu j-1-
OeHso(ypaH-2-ui | TUPHANH-3-

kapOOHUTPHIT

b

aumernn({2-[4-({[2-(nupuann-3-
un)-1,3-0eH3okcazon-5-
HIT]OKCH } MeTHIT)(DEHOKCH |3 THIT | )aMU

H

++

- 160 -




035646

/n‘\/\(. 2y

5-{[5-(2-METOKCHATOKCH ) IUPUAUH-2-
Wi MeToKCH §-2-(mupuaun-3-mn)-1,3-

OeH30KCca301

+++

4-[5-({1-[2-(numeTHnaMUHO )3 THI |-
1 H-nupason-4-un } MeToken)-1-
Oenzodypan-2-un | nupuauH-3 -

KapOOHUTPIIT

+++

© /S
Jov ey
= o N =

5-{5-[(5-MeTokcUnUpUANH-2-
nun)merokcu]-1,3-6eHsokcason-2-

i }-N-MeTHINUPUIUH-2-aMUH

-

3-{[(2-{2-6pom-5H,6H-umunazo[ 2, 1-
b][1,3]tnazon-3-mn}-1-6emsodypan-

5-1IT)OKCH | METHII } TUPUANH

o+

5-[(5-meroxcunupasuH-2-
uia)MeTokcu]-2-(mupunun-3-un)-1H-

1,3-0enzoauason

+++

5-[(5-meToxcunupasuH-2-
UIm)MeToKCH]-1-MeTHi-2-(MpuanH-

3-un)-1H-1,3-6eH30muason

++

- 161 -




035646

6-[(5-meTokcunmpasuH-2-
WI)METOKCH]- 1 -MeThi-2-(upuanH-

3-mn)-1H-1,3-6en3onnason

++

0 7\
M HH
N 0/©:.{> _/

5-[(5-meToxcunupuamH-2-
WI)MeTOKCH]-2~(unepa3us- 1 -un)-

1,3-6enzokcazon

N-mernn-6-({[2-(mupuauns-3-mm)-1,3-
OeHsoKcason-5-

WIT]OKCH } METILT) TUP HAHH-3-aMHUH

o+

3-[S-(nupunun-3-unmeToxkcu)-1-
oenzodypan-2-un)-5H,6H-
umuaaso[2,1-b][ 1,3 ruazon-2-

KapOOHUTPUI

+++

o <
-G
N =N FH—

5-{5-[(5-meTokcunupuauH-2-
un)merokcu]-1,3-0eHzokcazon-2-
i }-N-MeTHIIHIpUIHH-2-

kapOokcamuz

b

5-[(5-merokcunupuauH-2-
wi)merokcu]-2-(1-merun-14-

uMuIa305-4-mi)- 1,3-0eH30Kcas3on

++

- 162 -




035646

S-merokeu-N-{[2-(nupuaun-3-mn)-
1,3-6eH30Kca30-5-

WJT|METHI } TUPUANH-2-aMUH

++

4-(5-{5H,6H-umunaso[2,1-
b][1,3]Tna3on-3-unmerokcu }-1-
6enszodypaH-2-MT)TMpUANH-3 -

kapOoHUTpIIT

+++

5-({5-(2-(mopdonun-4-
YUJT)TOKCH | TUPUIMH-2- 1T } METOKCH )-

2-(nmupupus-3-mwi)- 1,3-0eH3okcazon

Eaas

2-6pom-6-{ 5-[(5-meTokcunupuIUH-
2-un)metokcH]-1-6enzodypan-2-

W1} OEH30HUTPHIN

+++

2~(3-6pommupuniH-4-1)-6-[2-

(mopgomms-4-mn)sTokeu]-1,3-

GeH30THA30I

+H

mpem-0ytin 4-[2-(nupuaus-3-wmwi)-
1,3-6en3okcason-5-un]nunepasun-1-

kapOoKcuiaT

++

- 163 -




035646

3-{5-[(5-MeTokcunupUANH-2-
wi)Metokcu]-1,3-6eH30kcazon-2-

W1} TUPUAKH-1 -uii-onar

T

2-enokcn-N-[2-(mupuanH-3 -1m)-

1,3-6enH30Kca30n-5-uilaeramun

+++

N-[2-(mmupunun-3-mn)-1,3-
6eHsokcaszoun-5-mi]-1-6ensodypan-2-

kapbokcamun

+++

- 164 -




035646

N-[2~(mupunns-3-nm)-1,3-
OeH30KCa301-5-1i]-6-
(TpudropmMeTIIN ) TUPHAUH-3-

kapOokcamuz

+++

N-[2~(mupungns-3-nm)-1,3-
OeH30KCa301-5- I | X HHOKCATHH-2-

kapOokcamuz

Eaas

6-penoxcu-N-[2-(mmpunns-3 -1min)-
1,3-6eH30Kcas30i-5-m1 | mupunuH-3-

kapOokcamuz

-

N-[2-(mupupun-3-mn)-1,3-
Gensokcazon-5-unl-2H-1,3-

OenzonmnoKkcon-5-kapbokcamuz

+++

3-(6ensmwiokcn)-N-[2~(mupuaus-3-

ui)-1,3-6eH30Kcaz0i1-5-1n]0eH3aMu

+++

- 165 -




035646

oo

3-penoxcu-N-[2-(mmpunnn-3 -1min)-

-+
1,3-6eH30Kca30-5-min0eHsamun
e /@“ 7\ N-[2-(mupupnn-3-mn)-1,3-
" Vs ~
1 W N = OeH30KCa3011-5- M| XHHOIHMH-2- 4+
H
= kapbokcamun
g /@; 7\ N-[2-(mupunnn-3-un)-1,3-
’ y ! = Gensokcason-5-un]-2,3-nuruapo-1- ST

6eHso¢hypaH-2-kapOoKcaMuz

- 166 -




035646

S-metun-N-[ 2-(mupupus-3-mwi)-1,3-
OeH30Kca30i-5-mwi| mupuanH-3-

kapOoKcamMu

T

N-[2-(mupunus-3-mi)-1,3-
OEH30KCa30II-5-1IT [ XHHOKCATHH-6-

kapbokcamun

+++

(2£)-3-(4-meroxcudennn)-N-[2-
(tmpugus-3-mn)-1,3-6eH30KCca30-5-

Wi1|nporn-2-eHaMuz

o+

S-merokcu-N-[2-(mupuans-3-mn)-
1,3-0en3okcazon-S-unlnupupus-2-

KapOoKcaMuz

+++

3-nmaso-N-[2-(mupuans-3-mi)-1,3-

OeH30Kca301-5-11|OeH3aMun

o+

- 167 -




035646

4-(metuncymsbhanmn)-N-[2-
(rmupunun-3-mn)-1,3-6eH30kcaszon-5-

ui|6eHzamun

++

o

Gensun N-[2-(mupunus-3-mi)-1,3-
up

GeH30Kca3on-5-mwi|kapdbamar

-

5-[2~(mupunun-3-mw1)-1,3-

OeH30Kca30-5-ui | mupa3uH-2-01

++

- 168 -




035646

5-[(5-merokcunupunuH-2-

/@A HJT)METOKCH |-2~(MMPUMHUIHH-S -1 )- +++
\D 1,3-0eH30Kca3on
/©:>_<:© 2-(2,3-nurunpo-1-6ensodypan-2-
] R 7 win)-5-[(5-mMeTokcunupuanH-2- +++
" m)Metokcu]-1,3-6eH30KCa307
/@E“> m 2-[(2R)-2,3-purunpo-1-6ensodypan-
-
S e . 2-un)-5-[(5-meToxkcunupunun-2- +++

wi)merokcu]-1,3-6ensokcason

- 169 -




035646

2-[(28)-2,3-nurunpo-1-6ensodypan-

| 2-um)-5-[(5-MeTOKCUIUPUANH-2- -
g un)MetokcH]-1,3-6eH30kcazon
0,
7N
" #
= i W =i 5-[5-(2-METOKCHITOKCH ) ITUPUMUIHH-

o R 2-un]-2-(nupupun-3-un)-1,3- +H+

I) Hensokcaszon

/u
o 7 5-[(5-meroxkcunupuauH-2-
“y . /©:N/ — WI)MEeTOKCH]-2~(5-MeTHImupuaus-3- | +++
~ l s nn)-1,3-6eH30Kcazon

- 170 -




035646

5-[(5-meTokcunupuanH-2-

a,
7N
. . ,@:Nf _/ HIT)METOKCH]-2-(2-Me THIIUPUAUH-4- ++
~ l P un)-1,3-6eH30Kkcazon
: 5-[(5-merokcunupuauH-2-
0>_O wn)metokcu]-2-(3-henoxcudermn)- +++
| N o 7 1,3-0eH30Kcason
N
. _ 6-{5-[(5-meToxkcunmpuayH-2-
/@j />—<\_>:° nun)merokcn]-1,3-6eHsokcaszon-2-
£ " - N—r +++

w1 }-2-MeTun-2,3-

JUTUPONUPUAA3HH-3-0H

-171 -




035646

5-[(5-meTokcunmupuanH-2-

| HI)METOKCH]-2-(TUpHuaasuH-3-1i)- +++
S 1,3-6eHsokcazon
QB—C\ 5-[(5-meTokcunmpuIIH-2-
N
| RS o 7N HT)METOKCH]-2-(NPHAA3HH-4- 1)~ +++
S 1,3-6enszokcaszon
/@:}—C% 5-{5-[(5-merokcunupunus-2-
Sy ™ 7N nn)merokcu]-1,3-6enszoxcazon-2- +++

ha N

un}-1,2-AUruap ONHPUIHH-2-0H

-172 -




035646

5-{5-[(5-MeTokcUNMpUANH-2-

nn)merokcu]-1,3-6eHsokcazon-2-

+++
- | o A\ wi}-1-meTii-1,2-Turuaponup I nH-
2-0H
) /@o@ S-ermwn-N-[2-(mupunus-3-m)-1,3-
©_<" %“ e L, Gensokcaszon-5-uinl-1,3,4- +++
w oo
L OKCaanasol-2-kapOoKcaMum
/(‘;ICH:\ 5-[(5-meToxcunupuauH-2-
p )
v N HJT)METOKCH |-2-( INPUMHUANH-4-111)- +++

1,3-0en30kca3on

-173 -




035646

5-[(5-OpomnupuarH-2-1I1)METOKCH]-

+++

“ I 2-(mupumun-3-un)-1,3-6ensokcaszon

/@: p 7N 5-(MUPUANH-2-UIMETOKCH)-2-
Z . W =i ++
g I (nupunus-3-min)-1,3-0eH3okcazon
o /@:" 7 N-[2~(mupunus-3-nm)-1,3-
V4

Y v o = Oensokca3on-5-un)-1-6ensodypan-5- | +++

kapOokcamuzn

-174 -




035646

2-penun-N-[2-(mupunun-3-mn)-1,3-
OeH30KCa30I-5 -1 | IUPUANH-5-

kapOokcamuz

+++

N-[2-(mupunun-3-mn)-1,3-
OeH3okcazon-5-uin]-4-(MupuMuanH-2-

un)GeHzaMu

+++

1-metun-N-[2-(nupunus-3-mn)-1,3-
6ensokcason-5-un]-1H-nupason-4-

kapOokcamuz

+++

-175 -




035646

4-[(6-meTnmIpa3sHH-2-1T)oKCH]-NV-

it SN
")%q /Q:»f}_@ [2-(rmmpuaun-3-ni)-1,3-6eH30Kcaszon-

w N

et
5-un]6ensamun
i /(ID/ 4 _\ 4-(benoxcumernn)-N-[2-(mupuanH-
. ’ 3-un)-1,3-6enszokcazon-5- +++
@f uin|beHzamun
CL 2-¢penokcn-N-[2-(TupuauH-3 -1i)-
i I /@: 7N 1,3-6en30Kca30m1-5-mi | mupuauH-3 - +++

kapOokcamu

- 176 -




035646

4-nnaHo-N-[2~(mupuaus-3-um)-1,3-

GeH30KCa301-5- 1T | U PUIHH-4-

-+
Oensoxca3on-S-unjoensamun
N//
i NN
6-meTokcu-N-[2-(mupuaus-3-mn)-
- " H N
o |} " 1,3-6eH30Kca30i-5-mnupunns-2- +++
KapOoKcamMuz
/(‘
5 /@:" VAR 2-metun-N-[2-(mupunus-3-mn)-1,3-
Vs
= i = -+

KapOoKcamMuz

-177 -




035646

3-merokcu-N-[2-(mupunus-3-mn)-
1,3-6en30Kca3051-5-mi |nupuguH-2-

KapOoKcamMuz

++

4-metoxcu-N-[2-(nupuaus-3-1m)-
1,3-6ensokcason-5-un JnupuauH-2-

kapbokcamuz

+++

4-ruppokcu-N-[2-(mmupuaus-3-wm)-
1,3-Oenzokcason-5-un Jnupuans-2-

kapOokcaMun

++

- 178 -




035646

3-merokcu-N-[2-(mupunus-3-wi)-
1,3-6ensokcazon-5-mi)-1,2-okcazon-

S-kapOokcaMuzn

+++

S-merokcu-N-[2-(mupuaun-3-mn)-
1,3-6ensokcason-5-wun Jmupuans-3-

kapOokcaMuz

A

6-({[2-(1-meTun-1H-nupason-4-mm)-
1,3-6eH30KCa301-5-

WIJT]OKCH § METHIT) TP UM H-3-0JT

++

- 179 -




035646

5-[(5-meTokcunupasiH-2-

un)metokcu|-2-(1-merun-1H- +++
e nupazon-4-un)-1,3-6enzokcazon
2-merokcu-5-({[2-(1-merun-1H-
= ] e
| 7 nupazon-4-un)-[1,3Jokcazono[5,4-
PG e_d p H1,3] [ "
- /E\ jl/\ blnupunun-6-
WII|OKCH } METHIT)TUPA3HH
Al N
= | ° VAR 3-{6-[(5-6poMnupuauH-2-
Y
= Ry N = wi)merokcu]-[ 1,3 Jokcazono[5,4- +++

b]mupuanH-2-1n } TUPUAWH

- 180 -




035646

= | 7 3-merokcu-6-({ [2-(nmupuaus-3-ni)-
V
ANy R = [1,3]okcasomno[S,4-b]mupumun-6- -+
v 11]OKCH } METUIT)THPHAA31H
/@:0 3-{5-[(5-meTokcunupuauH-2-
Vi
l R W wi)Merokcu]-1,3-6eH3okcazon-2- +++
S \‘\n W1} OEH30HUTPHIT
/@f . 4-{5-[(5-meroxcunuprauH-2-
| =y 7 : - wi)merokcu]-1,3-6ernsokcason-2- +++
et

71} OEH30HUTPIIT

- 181 -




035646

5-(1-mertun-1 H-upason-4-um)-2-
({ [2-(mupunuH-3-mi)-
[1,3Jokcazomo[5,4-b | nupunuH-6-

WUT|OKCH | METHJI ) [TUPUIUH

Eaas

3-merokcn-5-({[2-(mmpuaus-3-m)-
[1,3]okcasomno[5,4-bnupunus-6-

HII|OKCH § METHIT) IUPHAHH

-

4-meroxcu-2-({[2-(mupumus-3-mm)-
[1,3Jokcazomo[5,4-bnupunuH-6-

WII|OKCH § METUI)TUPUANH

T

- 182 -




035646

e - 2-({[2-(1-mermi-1 H-nupason-4-wwn)-
o~
T [1,3]okcasomno[5,4-b]nupunus-6- ++

WIT]OKCH } METHJT)THPa3HH

/@:n [(3-{5-[(5-meToxcHnUpUANH-2-
4 ~
| S i : wi)merokcu]-1,3-6eHsokcason-2- +++

i1 } e )MeTHT |(METHIT )aMUH

R /@3@ (5-meToxkcunupuanH-2-un)merua N-
/@/\,J\: A [2-(mupuann-3-un)-1,3-6eH3okcason- | +++
R

5-ni]kapbamat

- 183 -




035646

2-(5-merokcurupunus-2-1mwi)-5-[(5-
METOKCHITUPHUANH-2-HJI)METOKCH |-

1,3-0enHsokcazon

+++

2-(1-6ensodypan-2-mm)-5-[(5-
METOKCHITHPUHH-2- 1T )METOKCH]-

1,3-6eH30KCa305

+H+

5-[(5-meToxcumupuanH-2-
WJT)MEeTOKCH]-2-[6-
(TpudTopMeTII)IMPHANH-3-1)-1,3-

OeH30KCca3oN

T

- 184 -




035646

2-(1-6emsodypan-5-mn)-5-[(5-
METOKCUITUPUANH-2-1JT)METOKCH |-

1,3-0enzokcazon

+++

2-{5-[(5-meTokcunupUANH-2-
WI)MeTOKCH]-1,3-0eH30Kca30i-2-

W1 } XUHOJIMH

s

2-[3-(6ensunoxen)pennn]-5-[(5-
METOKCHITUPUAUH-2-1J1)METOKCH |-

1,3-0ensokcaszon

+++

- 185 -




035646

5-[(5-meToxcunmupuauH-2-
UI)MeTOKCHU|-2-[4-(TTHpUMUTIH-2- +++

un)dermn]-1,3-6eHsokcason

2-[(F)-2-(4-meToKCH(eHNIT )3 TeH I |-
5-[(5-meTokcunupuauH-2- ++

wi)Mertokcu]-1,3-6ensokcason

5-merokcu-2-({[2-(mupuauH-3-un)-
[1,3Jokcazomno[5,4-bnupunus-6- +++

T OKCH § METHIT ) IHPHMHANH

- 186 -




035646

6-({[2-(1-meTun-1H-nupason-4-un)-

= C, ,\‘/
)
| S W [1,3]okcazono[5,4-bnupunuH-6- ++
e WT]OKCH } METHIT)TUPUNH-3-aMUH
5-{5-[(5-rumpoxcunupunuH-2-
/@/}—@—{ un)merokcu]-1,3-6eH30Kca3on-2-
s 0 H —=n T +4+
N Il i j-N-MeTUINUPUAUH-2-
kapOokcamuz
. 6-{6-[(5-meToxcunmpuayH-2-
A - —
| />—<\_>=° wn)metokcu]-[1,3]okcasono[5,4-
v EEay

blmupunnn-2-un}-2-metun-2,3-

unrnnponnpn:{a3nn—3 -OH

- 187 -




035646

= o N N

2-metun-6-({[2-(mupunun-3-mn)-
[1,3Jokcazomno[5,4-bnupuauH-6-
unjokcu } Metni)-2,3-

JTUTUAPONUPUAA3HH-3-0H

=

2-{6-[(5-meTokcHnUpUANH-2-
wi)merokcu]-[ 1,3]okcasomno[5,4-

blnupunuH-2-1 } IupazuH

T

5-{6-[(5-meToxcunmpuayH-2-
wi)merokcu]-[ 1,3]okcasomno[5,4-
b]mupunun-2-un  -N-MeTUIIHp U HH-

2-kapbokcamun

-

- 188 -




035646

5-{5-[(5-meTokcunmmpunnn-2-
wi)meTokcu]-1,3-6eHsokcason-2-
wn}-1-merun-1,2-guruaponupasus-

2-0H

+++

6-(6-{[5-(2-bropaTokcu)nupuauH-2-
wi|metokeu }-[ 1,3 ]okcazono[5,4-
blnupunun-2-un)-2-metun-2,3-

JUTHAPONUPHUAA3UH-3-0H

+++

5-merokeu-2-({[2-(rmpunns-3-1w1)-
[1,3]oxcasonol[5,4-b]mupunun-6-
WII|OKCH § METHIT) TP UANH- 1 -1ii-1-

oJiaT

+++

- 189 -




035646

3-{6-[(5-meToKCH-1-
OKCUJIOMUPHANH-1-nii-2-
nmmerokcu]-[ 1,3]okcasomno[5,4-
blnupunuu-2-un } nupuaus-1-ui-1-

onar

++

K04

5-{5-[(5-meTokcunupuauH-2-
un)merokcu]-1,3-0ensokcazon-2-
Wi }-2-(MeTHIKap 0aMOHIT) TP UTHH-

1-nit-onar

R

(5-ruppoxcunupuAnH-2-wI)Me T N-
[2-(mupunun-3-um)-1,3-6eH30kcazo-

S-nun]kapbamar

-+

- 190 -




035646

S-metokcu-N-[2-(1-meTmin-6-0kco-
1,6-nurunpormpunasun-3-mi)-1,3-
OeH30Kca30i-5-mi|mupuanH-2-

kapOoKcamMu

-

5-meTokcu-N-[2-(1-meTnin-6-okco-
1,6-purugponupunasun-3-mn)-1,3-
OeH30KCa30I1-5- 1T | MU PUIIH-3 -

kapOokcaMun

+++

4-metokcu-N-[2-(1-meTun-6-okco-
1,6-nurugponupuaasus-3-un)-1,3-
OeH30KCca301-5-U | MupUANH-2-

kapOokcaMuz

+++

- 191 -




035646

1-metun-N-[2-(1-meTun-6-oxco-1,6-
. I /@: ,>—<\—>:" OUTCHAPONUpPUAasHH-3-11)-1,3-

T R M o H—H +++
/ . N GeH30KCca3051-5-1i]-6-0kco-1,6-

JAMTUAPONUPHAA3HH-3-KapOoKkcaMma

[(5-{ 5-[(5-meTokcHmHpHANH-2-

g Van un)metokcu]-1,3-6eH30kcazon-2-
oo i +++

| % WJT} IUpUSTUH-3-

WIT)METHI ] (METHIT)aMHIH

6-{5-[(5-runpokcunupuanuH-2-

] —
/@E />—<\,_>:° un)merokcu]-1,3-6eH30Kca30m-2-
. i -+

I wi}-2-meTun-2,3-

JUTHAPONHNPUAA3HH-3-0H

& 7N N-(5-MeToKCUNUP UANH-3 -1iT)-2-
0 N Vs
-~ ﬁ W ==\ (nupunaun-3-un)-1,3-6enszokcazon-5- | +++
e a
L}

kapOokcamuz

Busyammsamus in vivo ¢ mnpuMeHendeM [ C]-coemmHeHHst 3 coruacHo cmocoby 14 (5-[(5-[''C-]-
METOKCUITUPHIINH-2-HIT)METOKCH |-2-(TTpuauH-3-1)- 1,3-6eH30KCca301)) B HOKHMH MOJeNHd 00Jie3HH XaHTHHITO-
Ha.

(5-[(5-["'C-]-Merokcummpumua-2-nn)Merokcn]-2-(MHpHanuH-3-1)-1,3-6e H30KCa301T) CHHTE3HPOBATH U3 2-
(mupuauH-3-mn)-1,3-6en3okcaszon-5-ona (crmoco6 14) mpu momomm O-METHIMPOBAHHS C HWCIOJIL30BaHUEM
[“C]MeTI/mTpI/I(bnaTa (IpUrOTOBJIEHHOTO W3 MOJYYEHHOIO Ha IUKJIOTPOHE [“C]MeTaHa) B KaueCTBE AJIKWIH-
PYIOIIETO areHTa B MPHUCYTCTBUU ocHOBaHus 10 crioco0y Chitneni, S.K. et al.: Synthesis and biological evalua-
tion of carbon-11-labeled acyclic and furo[2,3-d]pyrimidine derivatives of bicyclic nucleoside analogues
(BCNAs) for structure-brain uptake relationship study of BCNA tracers, Journal of Labelled Compounds and
Radiopharmaceuticals 2008, 51, 159-166. Ctenens BkItoueHuUs coctarisuia > 80%, a paguoXuMU4ecKas YUCTO-
Ta coctaBisuia > 99%. Yka3aHHBIA MEUYCHBIM MPOIYKT OYHINAIN MPH ITOMOIIH IONYIpPEHapaTHBHON KOJIOHKH
BOXX (Ascentis RP-Amide C18) ¢ ncronb30BaHHEM B Ka4eCTBE DIIIOCHTA AllETOHUTPWI/BOIH. TPHATHIAMUH
(0,1%). 3arem yka3zaHHBIH MPOAYKT KOHIICHTPHPOBAIH C WCHOJIB30BaHUEM MPOIEAYPH TBEpAO(a3HON IKCTPaK-
uu (Ha xapTpumke Waters tC18 Vac 1 cc SPE) u npuroToBuiin B CTepHIIBHOM (DPH3HOJIOTHIECKOM pacTBOpe
(0,9% NaCl) c > 10% stanonoM. PagrmoxummdecKyro YHUCTOTY HPOIyKTa OIEHUBAIN ¢ mpuMeHeHneM BOXKX-
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CHCTEMBI C HCIOJIb30BaHNEM aHAINTHYECKON KooHKK Ascentis RP-Amide C18, aneToHHTpHII/BOJH. TpHUAITHIIA-
MmuH (0,1%) B KauecTBe ANMIOEHTA, C TOCIEA0BATENbHBIMU JAeTeKTOpaMu Y O-TOTIIOMIEHUS U PaIuOAKTUBHOCTH.
Pagmoxumudeckast 9MCTOTa IPUTOTOBICHHOTO IPOAYKTa ObLIA OlpenesieHa Kak > 99%.

Jlmst coemurennst 3 o crnocoly 14, medenHoro ''C, OIEHHBAIN €ro COCOGHOCT POHUKATH B IICHTPATIb-
HYIO HEPBHYIO CHCTEMY MBIIIEH MOCIEe CHCTEMHOTO BBEACHUS, a TAK)KE KOJMYECTBEHHO OIIEHHUBAIINA €TO CBS3BI-
BaHHE B MO3KEUKe, CTpHAaTyMe, THIINIOKaMIIe W KOpe ToJoBHOro Mo3ra. CpaBHHBAIN TPU TPYIIIEl JKUBOTHBIX:
MBIIIN TUKOTO THIIA ¥ T€TEPO3UTOTHBIE UM TOMO3UTOTHBIE MBI 10 HOKUHY annens zQ175 (Menalled L.B. et
al. Comprehensive behavioral and molecular characterization of a new knock-in mouse model of Huntington's
disease: zQ175. PLoS One 2012, 7, e49838).

U3 Jackson Laboratory, CILIA Oblin mosry4eHsl COPOK BOCEMb JKMBOTHBIX B BO3pacTe AeBATH MecsueB (16
JIUKOTO THMa, 16 reTepo3uroTHeIX U 16 romo3urotHeix zQ175). JKUBOTHBIX coaep:kalld B BETEpUHAPHOM OT/e-
nenun OospHHLBI Tpu Karolinska University B okpykaromieil cpeae ¢ KOHTPOJUPYEMBIMH TeMIepaTrypoi (+
21°C) u BnaxxHocThIO (£ 40%) mpu 12-9acoBBIX HUKIAX CBET/TeMHOTA (cBeT BKItovyanu B 7:00 yTpa) co cBoOO-
HBIM JIOCTYIIOM K THINE U Boje. JKMBOTHBIX BBIACPKUBAIH 110 MEHBIICH Mepe OIHY HEACIIO JUIS IPUBBIKAHUS K
BETEpHHAPHOMY OT/ACJICHHUIO ITEepe] HauajIoM CEaHCOB BU3yaH3alnu. Bce SKCIIEpUMEHTHI IPOBOANIH B CBETIIOE
BpPEMsI CBETOBOTO ITHKIIA.

JKMBOTHBIX aHECTE3MPOBAIIN IIPH IIOMOIIH HHTANIAIIH m30daypanoM (4-5% uzodurypan B 100% kuciopo-
ne). Iloce BBemeHNs aHeCTe3UH KOHIICHTpAIMIio n3odurypana cHkamu 10 1,5-2% (50/50 Bo3myx/kucnopon) u
JKUBOTHBIX ITOMEIIANN B CKaHEp Ha CHENHATbHYIO ITOCTENb JUII MBIITH. KaHIOII0 BBOIWINM B XBOCTOBYIO BEHY,
yepe3 KOTOPYI0 BBOAWIH pamguonuran. Cpa3y mocie BHYTPUBEHHON MHBEKIIMH YKa3aHHOTO PaTuoIMTaHa Ha-
yuHanu auHamudeckoe [19T-ckaHupoBaHue NMpoAOIKUTENBHOCTRIO 63 MuH. [locie 3aBepieHHs] CeaHCOB BH-
3yaln3aluy KaKI0e )KABOTHOE BO3BPAIIAIH B KICTKY.

H300pakeHre U CTATHCTUYCCKUN aHAIH3.

[Tory4eHHBIH CIIMCOK MaHHBIX PEKUMa PEKOHCTPYHPOBAIH B 25 BpeMeHHBIX pamkax (63 mua =4 x 10 c, 4
x20¢c,4x60c,7x180c, 6x360c).

PekoHCTpyKIINIO M300paKCHUST IPOBOIIIIN TIPH TOMOIIH MOJHOTO 3-MEPHOTO alTOPUTMa MaKCUMHU3AIHH
OXKHUJIaHUS MakcuManbHOTO TpaBnononoous (MLEM, anrn. maximum-likelihood expectation maximization) B
20 uteparuii, 6e3 Koppekuun pa3dpoca u 3aTyxaHus. PeKoHCTpyHpoBaHHBIE AMHaMUYeckue n3oopaxenus [19T
COBMEIIATHN ¢ BHYTpeHHHM madionoM MPT wmbimu, moctymHoM B PMOD, KOTOpBIi Takke CONEPKUT HAOOPHI
n3yqaeMbix obmnacteit (VOI, anrn. volumes of interest) (PMOD Technologies Ltd., Iropux, IlIsetinapus). [Ipu
nomontu 3Tux HabopoB VOI momydanu kpussie Bpemenn akTuBHOCTH (TAC, aHTI. time activity curve) ¢ mo-
MPaBKOH Ha paAMOAKTHBHBIA pacraa. 3HA4YeHUs MOTJIOMIEHUS B 00JacTAX MO3Ta BBIPAYKAJM B MIPOICHTAX CTAaH-
nmaptHoro 3HadeHus nornomenus (% SUV, anrm. standart uptake value), koTopoe ObII0 HOpMaTH30BaHO Ha BBE-
JIEHHOE 3HAYCHUE PAJMOAKTUBHOCTH M Maccy Tena. KpoMe Toro, Beraucisum miomanb non kpusoit (AUC). Bei-
OpannabME 001acTsaMu uHTepeca (ROI) ABIITHCE KOpa TOJIOBHOTO MO3Ta, THIIIIOKAMII, CTPHATYM U MO3XKCUYOK.

B 6. 88 npusenensi cpennue 3HaueHus % SUV u AUC m1s Meuennoro ''C coeMHeHNs 3, TIOTydeHHO-
TO COMIaCHO croco0y 14, B 4eThIpeX 00JacTAX MO3ra Ui TPeX TPYIIl MBIIICH. YBEIMUECHHOE CBSI3BIBAHUE pa-
Jquonurasaa (Mo CPaBHCHHIO C TUKUM THUIIOM) HAOJIOAANHM BO BCEX YETBIPEX OOJACTSX TOJOBHOTO MO3Ta Y MEI-
nIeid, KOTOpbIe SBISINCh TOMO3UTOTHBIMY 10 amnento zQ175. Ha ueprexe npencrasnens! 3Hauenus AUC B ge-
TBIPEX OOJIACTSIX TOJIOBHOT'O MO3Ta JUIS TPEX TPYIII )KUBOTHBIX.

Tabmmma 88
Cpennue 3aauenus % SUV u AUC ais MmedeHoro e COeIMHEHUS 3, MOTyYEHHOTO
coriacHo croco0y 14, B Kope TOJIOBHOTO MO3Ta, THIIIIOKaMIIe, CTPHAaTyMe B MO3KEUKe
Y )KHBOTHBIX JHKOTO THIIA, TE€TEPO3UTOTHBIX 10 ZQ175 m romo3uroTHeIX mo zQ175.
Kaxxmoe 3HaueHre BRIpaXKEHO B BUE CPEAHETO + CTaHAapTHOE OTKIOHEeHHE (SD)

%SUV AUC
I[_:_d:l;);o I'eTepos. T'omo3. Il;l:l;);"o I'erepo3. T'omo3.
(n=7) (n=7) (n=6) (n=7) (n=7) (n=6)
Kopa
20110611020 69,143,1 75,1443 93,9480  4965t484  5685:297 82334883

Mo3za

Tunnokamn 72,0£3,6 80,3+5,5 104,6£7,9  4840+402 58244364 89831078

Cmpuamym 68,8+2,7 79,7+5,8 104,4+9,1  4589+311  5833+431 9006+1205
Mosceuox 74,2+3,0 78,4+5,9 88,2+5,0 4934+325  5570£153  7118+541
Pasnuunere MO,HI/I(l)I/IKaIII/II/I, JAONOJIHCHUA, 3aMCHBI U BapUalluu UWJLTIOCTPATUBHBIX TPUMEPOB, MPUBCACHHBIX
B HACTOALIEM NJOKYMCHTC, 6yHyT OYCBHJHEI CIICIHAJIUCTAaM B Z[aHHOﬁ 00J1aCTH TEXHHUKHU W3 MPpUBCACHHOT'O BBILIC
omucanus. Takue MO,HI/Iq)I/IKaIII/II/I TAKXXC MoAraaaroT 11oqQ 00BeEM npnnaraeMoﬁ (bOpMyJ'ILI I/I306peTeHI/I${.
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OOPMVIIA U30BPETEHUA

1. Busyanusupyonmii areHT, npeicTaBisioni codboit coenunenne popmyast (I)
Ry

7~

z
|L2\ z; ¥
|_1—|-|- />—L3—R1
Z,
il

(Rg)n 0}

WK eT0 (papMareBTUIEeCKU PUEMIIEMYIO COJIb,

rae X BeiOpan u3 NR,, O u S;

Y BoIOpan u3 CR, u N;

721, Z,, Z3 u Z, nezaBucumo BeiOpanbl n3 CH u N npu ycinoBum, 4To 10 MeHbIeH Mepe aBa u3 Z, Z,, Z; 1
Z4 nipeacraisitot coboit CH;

R BBIOpaH U3 reTepoapmiia, reTepOIMKIOaATKEHUIA B TeTEPOIUKIOATKIIIA, KaXKIBIH U3 KOTOPBIX SBISETCS
He3aMeIIeHHBIM WJIM 3aMelIeH OHOW WIJIM ABYMsI TPYIIIaMH, HE3aBUCHMO BHIOpAaHHBIMU U3 OKCO, ITMaHO, Tajo-
reHa; C,¢ ankwia, Ci¢ amkuia, 3aMemeHHoro amMmuHorpymnmoi, Ci ¢ anmkuia, 3amemeHHoro Cj.q aJKuIaMHUHO-
rpynmoii, C,_¢ ankwia, 3amemeHHoro au(C.q aJKui)aMHHOTpyIoi; He3amereHHoTo C ¢ ankoken win Cj_g an-
KOKcH, 3aMemeHHOT0 C|.¢ aJIKOKCHTPYIIION;, aMHUHO, 3aMENIeHHOTO MeTHIKapOoHWiIoM, C)¢ TaloreHalIKuiIa,
1u(Cy_g amkmn)aMuHOKapOoHmia, Cy.¢ ANKIIaMHHOKapOOHWIA M aMUHOKapOOHHMIIA, WA

R, npexncrasisier coboii HezaMemeHHbIH (GeHmt i GeHWI, 3aMEIIeHHBIN OTHON WM IBYMsI TPYIITaMH,
HE3aBHUCHMO BHIOPaHHBIMHU W3 I[MAHO, TeTepoapuiia, rajorena, Gpenokcu, oensmiokcu, C_¢ ankuna, Cy.¢ amkmia,
3aMenieHHoro aMmuHorpymmoi, Ci¢ ankuia, 3aMerieHHoro (Ciq amkmwi)amMuHOTpynmnoi, Cy.¢ aaKuia, 3aMeleH-
Horo ju(Ci¢ ankmi)amuHOrpymmoi; Ci¢ aJIKOKCH; aMHHO, 3aMCIICHHOTO MeTwikapOonmwioMm, mu(Cie ai-
KuJ1)aMuHOKapOoHmia, C; ¢ aTKIIaMIHOKApOOHWIA U aMUHOKapOOHMIIA,

L, mpencraBnsiet coboii -O-;

L, npencraBnsiet co6oit -(CR;Rg)m;

L; npencraBnsiet coboit -CH=CH- mmu L3 oTcyTCTBYET;

R, mpencraBmnsier coboit (heHW, MUPHANH-2-WI, TUPUIUH-3-WII, THPA3UH-2-Wil, TUpUMHAIAH-5-m1, 1H-
nmuaazon-4-wn, 1H-umunazon-2-wn win 1 H-tupazon-4-wmi, Kaxaplid 13 KOTOPHIX SIBJISETCS He3aMEIIeHHBIM FUITH
3aMEIICH OJTHOM YIJTU IByMS TPYTIIIaMH, HE3aBUCHMO BHIOPAHHBIMH U3

raJioreHa,

C|.¢ TAJTIOTEHAIKIIIA,

THIIPOKCHIIA;

C.¢ AJIKOKCH;

Ci anmkokcu, 3amenieHHOro Ci¢ ankokcurpymmoi, amuHo-, (Ci¢ ankwr)amuHo-, mu(Cie ai-
KHJT)aMHUHOTPYTITION, TETEPOITUKIOATKAIIOM, TETEPOAPUIIOM HITH TaJIOTEHOM;

C|.6 ankuia u

C|.¢ amkmia, 3aMenieHHoro TuapokcuioM, Ci¢ ankokcw, amuHO-, (C,.¢ ankwi)amuHo- win au(Cis an-
KHJT)aMHUHOTPYTITION;

R4 BEIOpaH u3 Boopoaa, rasmorena, nuano u Cj.¢ ajJKuia;

R;5 Be1Opan u3 C,_¢ anmkuna, C;.q aTKOKCH M TaJIOTCHA;

R, BBIOpaH U3 Bojiopoa, rupokcmia, Tpudropmeriia u C_g aIKuIa;

Rg BBIOpaH u3 Bogoponaa u C_¢ akmia;

n npeacTaBisieT coooi 0 wiu 1 u

m npeacTapiset coboi 0, 1 wm 2;

IpH 3TOM yKazaHHOe coemuHenue Gopmyisl (1) wim ero gapmaneBTHYSCKU MpHeMiIeMasl COJIb TOMCYCHBI
OJTHAM WJTH 0oJiee TIO3UTPOH-U3TYUJaIONTUMH PAIHOHYKINIAMU; U

TJIe TeTepoapwil MpeACTaBIsieT coboit 5-12-qeHHoe KobIo, coaepxkamiee 1, 2, 3 nim 4 rerepoaToma, BbI-
Opanueix U3 N, O 1 S;

TeTEPOIMKIOANTKIII TIpeICTaBisieT coboit 3-10-uneHHoe Koyblo, coaepxamee 1, 2, 3 uiam 4 rerepoaToma,
BEIOpaHHBIX M3 N, O u S; u

TeTEPOIMKIOANTKEHIIT TIPEICTaBIsieT coboit 3-10-uneHHoe Koo, coaepxamee 1, 2, 3 wim 4 rerepoaTo-
Ma, BeIOpaHHbIX U3 N, O 1 S.

2. Busyammupymoomuii areHT mo .1, omimyaronmiics TeM, yTo R; BeIOpaH u3 (eHwia, mupuanH-2-uia,
NUPUANH-3-11a, TUPUANH-3-1I-1-0kcuaa, nupuaud-4-una, 1H-nupason-4-una, nupasus-2-una, NUpUaa3suH-3-
Wwia, NUpHuIa3uH-4-uiga, NOUPUMHUAMH-4-UJa, NUPUMHUIMUH-5-WIa, 2,3-AUTHAPONHpUAA3UH-3-0H-6-una, 1,2-
JUTHIPONUPUINH-2-0H-5-1na, 1,2-quruaponupasud-2-on-5-una, 1,3-tmazon-5-una, 5,6,7,8-terparuapo-1,7-
Hadrupunuue-7-una, 1H-umunazon-1-unma, 1-OeHzodypan-2-unma, 1-Genzodypan-5-mma, 2,3-auruapo-1-
o6enzodypan-2-una, xuaodaoH-2-uia u SH,6H,7H,8H-umuazo[ 1,2-a]nupasun-7-nma, Kaxablil 13 KOTOPBIX SBIIS-
€TCsl He3aMEeIIeHHBIM WJIH 3aMeIleH OJHOW WIIM JBYMsI TPYIIaMH, HE3aBUCUMO BBIOpaHHBIMHU 3 rajoreHa, Ci_q
ankuna, C,_¢ aJIKOKCH U aMHHO.
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3. Busyanusupyromuii areHT 1o 1.1, ommyaromuiics Tem, 9to Ry npencrasisier coboit
EAC\/(RQ)‘)
\_/
rne W Beiopan u3 CH, N u N(O);
p BoiOpan u3 0, 1 1 2;

B KaXJOM ciiydac Ry He3aBHCHUMO BHIOpaH W3 IuaHo, ranoreHa, C¢ ankmia, Cg alKuiia, 3aMEIICHHOTO
-NRIQR“, C1—6 aJIKOKCH, -C(O)NRI()R“ u -NRI()R“;

Ry BeIOpan u3 Bogopoaa u C;_¢ alKua;

Ry BEIOpan u3 Bogopona u Cy_¢ aNKuia; Wi rie

W npeacrapnser coboii N; wiu rie

p nipencrasisietr coboit 0; wm rae

Ry BEIOpaH U3 aHo, rajoreHa, METHUIIA U METOKCH.

4. Buzyanm3upyoomni arexT 1o 1. |, OTIIHJaromuiics TeM, 9To R mpencrasiseT codoit

H

W,—NH

rae W; u W, BeiOpans! u3 CH u N npu yciioBuH, 4TO 10 MeHbIel Mepe onuH u3 W u W, mpeacTaBiseT
coboii CH;

pBeiOpan 3 0, l 2

B KaXJIOM cirydae Ry HezaBucumo BoiOpaH u3 Ci_g alKUIIa WU TIC

R, npencrasnser coboii Hesamemennslid 1 H-mupazon-4-un wnmn 1H-nmpaszon-4-un, 3ameniennsii Cq an-
KHJIOM.

5. Busyanusupyromuii areHT o jmodomy u3 1. 1-4, ornndatomuiics Tem, 4yro X mpencrasiser coboi O
wn X npenctapiseT coboit NRy u Ry mpencrasnseT coboit BOIOpoI.

6. Busyanusupyromuii areHT mo Jr0oMy U3 L. 1-5, oTianyaromuiics TeM, 4To Y MpeacTaBisieT coboit N
nm Y nipencrasiseT cooboir CRy u Ry mpeactasnser coboit BOJOPOI.

7. Buzyanmsupyomnmii areHT 1o Jirodomy u3 M. 1-6, OTiIidalonuics tem, 9to Z;, Z,, Z3 u Z4 IpeICcTaBs-
o1 cob6oit CH wnu Z, ipencrasisieT coboit N, a Z,, Z; u Z, npenctaisior codoit CH.

8. CoenuneHue, BRIOpaHHOE U3

TpeT-0yTHi 4-[2-(mupuaun-3-mn)-1,3-6eH30kca3on-S-mwi|nunepasut- 1 -kapbokcuiara;

4-metokcu-N-[2-(mupunnH-3-mn)-1,3-0eH30Kkca3071-5-1|0eH3aMuIa;

4-meTtokcu-N-[2-(mupuausa-4-mn)-1,3-0eH30Kkca30i-5-min]oeH3amMuIa;

N-[(4-meTokcupeHmT)METIII |-2-(MUPUIHH-3-1)- 1 ,3-0eH30KCa301-5-aMUHa;

2-(3-6pomMmupuarH-4-mi)-6-[ 2-(MopQorauH-4-min)3Tokcu |- 1 ,3-0eH30THA3011A;

5-meTokcu-N-[2-(3-meTrndenmn)-1,3-0eH30Kca30I1-5 -1l |THPUIHH-2-KapOOKcaMuIa;

6-MeTokcu-N-[2-(3-MeTrndenmn)-1,3-0eH30Kca30I1-5 -1l |THPUIHH-3-KapOOKcaMuIa;

2-metokcu-N-[2-(3-meTtundenmn)-1,3-6eH30Kca301-5-1i |THpUMUAINH-5-KapOOKcaMHUIa;

5-meTokcu-N-[2-(3-meTundenwn)- 1,3-0eH30Kca301-5-1i | mupa3uH-2-KapOOKCaMH/Ia;

4-metokcu-N-[2-(3-metundenmn)-[ 1,3 Jokcazono[5,4-b jmupuann-6-1in|0eH3amMua;

5-(4-metoxcudenmn)-2-(mupuauH-3-wmi)- 1,3-0eH30kca3ona;

N-(4-meToxcudenmn)-2-(mupuauH-3-mn)- 1,3-0eH30Kca30I-5-aMHUHa;

2-(mapunuH-3-ni)-N-{[1,2,4]rpuazono[4,3-a|mupuaua-3-mi} -1,3-6eH30Kca301-5-aMUHa,;

2-(mupuanH-3-mn)-N-(mupumuani-4-mn)-1,3-6eH30Kca3oi-5-aMuHa;

2-(mupuanH-3-mn)-N-(mupuMuani-2-un)-1,3-6eH30Kca30i-5-aMuHa;

5-(5-merokcunupuauH-2-mn)-2-(mupuauH-3-mi)- 1 ,3-0eH30Kca3oma;

5-(2-MeTOKCUITUPUMUANH-S5-11)-2-(IMpuarH-3-11)- 1 ,3-0eH30KCca30ma;

5-(5-MeTokcHMTUPUMUANH-2-W)-2-(TTHpUANH-3-111)- 1 ,3-0eH30KCa30a;

5-(6-meTokcunupuaa3zuH-3-mi)-2-(mupuauH-3-mi)- 1,3-0eH30kca3ona;

5-(5-meToxcunupasuH-2-un)-2-(mupunui-3-un)- 1,3-6eH30kcazona;

1-metnn-4-[ 5-(mupuMHUIHH-5-UIMEeTOKCH )- 1 -0er30dypan-2-wmi |- 1 H-mupazon-3-kapOoHuUTpHIIA;

4-[5-(mupuMHINH-5-UIMETOKCH )- 1 -0eH30(] ypan-2-wmn |mupu auH-3-kapOOHUTPHITA,

4-{5-[(5-MeToKCHITUPHUIUH-2 -1 )METOKCH |- 1 -OeH30 (D ypaH-2-ui } mupuanH-3-KapOOHUTPHIIA;

4-{5-[(5-MeToKCHITHPUANH-2-HT)METOKCH |- 1 -OeH30(p ypaH-2 -1l } MUpUANHA;

4-{5-[(1-meTun-1H-umunazon-4-mi)meTokcu |- 1-6eH30d ypaH-2 -1 } TUpUIIH-3-KapOOHUTPHIIA,

4-{5-[(1-metun-1H-nmunazon-2-un)mMeTokcH |- 1 -6en3o0dypaH-2 -1 } TUPUIMH-3-KapOOHNUTPHUIIA;

S-meTokcu-2-[ 2-(upunus-3-mn)-1,3-6en3okcazon-5-un|-2,3-muruapo- 1 H-uzonnnon-1-ona;

3-{6-[(E)-2-(4-meTokcudenmn)srenmn]-[ 1,3 Jokcazono[5,4-b | nupuans-2-wui } IUpUANHA;

4-[5-(mupuauH-3-uaokcH)- 1-6en3odypan-2-mi | nupuanH-3-KapOOHUTPHIIA;

6-MeToKCcu-2-[ 2-(tupunuH-3-mn)-1,3-6er3okcazon-5-un|-1,2,3,4-TeTparu ipon30XuHOIMH- | -OHA;
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nmumetn( {3-[4-({[2-(mupuauH-3-m1)-1,3-0eH30KCca3071-5-1iI|OKCH } MeTHIT)(DeHOKCH |IIPOTIHI } JaMUHA,
5-[(1-meTun-1H-nmupazon-4-nin)meTokcu | -2-(mupuauH-3-mwi)- 1,3-6eH30kca3oa;
5-[(4-meTokcudenmn)MeTokcH |-2-(upuauH-3-mi)- 1,3-6eH30Kkcazona;
5-[(3-meTokcupenmn)meTokcH|-2-(upuauH-3-mi)- 1,3-6eH30Kkcazona;
5-[(5-meTokcHUPUANH-2-HIT)METOKCH |-2-(TupuanH-3-1n)- 1,3-0eH30kca3ona;
2-(mupunuH-3-1i)-5-(MupuauH-3-MIMETOKCH )- 1 ,3-0eH30Kca3o0a;
5-{5H,6H-umuna3o[2,1-b][1,3]tnazon-3-unmmeTokcu } -2-(mupuauH-3-mi)- 1,3-6eH30Kkcazona;
1-(mupunuH-2-mn)-2-[ 2-(mupuauH-3-wmi)- 1,3-6eH30Kca30-5-ui |3tan- 1 -ona;
1-(mupunuH-2-wn)-2-[2-(mupuaus-3-mn)- 1,3-6eH30kca3o-5-ui|3tan-1-oHa;

6-MeToKCu-2-[ 2-(TupunuH-3-mn)-1,3-6eH30kca3ou-5-ui|-1,2-Turupon30XHHOIUH- 1 -0Ha;
2-(mupunuH-3-mwn)-N-[2,2,2-pudrop- 1 -(4-merokcudenmn)atmwi]-[ 1,3 okcazono[5,4-b jnupunun-6-amuna;
3-{6-[2-(4-meTokcudenmn)atunmi]-[ 1,3]okcazono[5,4-bmupuauH-2-ui } TUPUIIHA;
3-{6-[(Z)-2-(4-meTokcudenmn)3tenmn]-[ 1,3 Jokcazono[5,4-b | nupuanH-2-wui } TUpUANHA;
5-metokcu-2-[ 2-(mupunun-3-mn)-[ 1,3 Jokcazono[5,4-b Jmupunus-6-mi]-2,3-auruapo- 1 H-usounmon-1-oHa;
5-[(5-meTokcumupa3uH-2 -1 )METOKCH |-2-(MTupuanH-3-1i)- 1 ,3-0eH30Kca3oa;
3-MeToKCH-6-[2-(upuanH-3-un)-1,3-6er3okcazon-5-wi|-SH,6H,7H-muppoio[ 3,4-bmupunuH-7-0Ha;
2-(mupuanH-3-1i)-6-(MUpUIuH-3-MIMETOKCH )- 1 ,3-0eH30KCca301a;

3-{6-[2-(mupuaun-3-un)>Tuann]-[ 1,3Jokcazomno[ 5,4-b JnupuaunH-2 -1 } MUPUANHA;
5-{[(5-MeToKCUTTMPHUIUH-2-HIT)OKCH |MEeTHI | -2-(TupuauH-3-11)- 1,3-0eH30KCca30a;
4-[5-(mupunuH-3-uIMeToKCH )- 1 -6eH30(d ypan-2-ui | mupuanH-3 -KapOOHUTPHIIA;
4-{5-[(1-merun-1H-nupazon-4-um)meTokcu]- 1 -0en3o0dypan-2-ui } TUPUIUH-3-KapOOHUTPHIIA;
3-[5-(mupuann-3-nnmerokcn)- 1 -6enzodypan-2 - | mupuanH-4-KapOOHUTPUIIA;
3-{5-[(1-meTun-1H-nupazon-4-un)merokcu]-1-6en30dypan-2-un } nMpuaUH-4-KapOOHUTPHIIA;
3-{6-[1-(5-meTokcunmpuaun-2-mn)3Tokcu]-[ 1,3 Jokcazono[5,4-b jnupunuH-2-wui } mupuanHa;
4-{5-[(5-meTokcunupasuH-2-mwi)MeTokcu -1 -6en3odypan-2 -1} IMpUIUH-3-KapOOHUTPHIIA;
6-({[2-(mupuauH-3-1m1)-1,3-66 H30KCA30I-5-HIT |OKCH } METHJT ) TUPUTUH-3-0714;

5-{[5-(mpor-2-eH- 1 -unokcH)mupa3uH-2-mi |METOKCH } -2 -(upuanH-3-1i)- 1 ,3-0eH30KCca3011a;
5-({[2-(mupuauH-3-m1)-1,3-6eH30KCa301-5-1IT JOKCH } METHIT)- 1, 2- TUTHApOnTMpa3uH-2-0Ha;
1-metnn-5-({[2-(mupunun-3-nmn)-1,3-6eH30KCca301-5- T |OKCH } MeTHIT)- 1, 2- TUTHUAPOTIHPa3UH-2-0HA,
5-[4-(5-MeTOKCUTTUPUMUIIH-2 -1 )TUTepasuH- 1 -ui | -2-(mapunua-3-ni)-1,3-6eH30kcazona;
3-{6-[(5-meTokcunupuanH-2-un)MeTokcH|-[ 1,3 ]Jokcazomno[5,4-b|mupuanH-2-mi } TUpUIUHA,
5-(1-metnn-1H-mupazon-4-un)-2-(nupuans-3-mn)-1,3-6eH30Kcazona;
3-{6-[(6-meToKcHTUpUIIH-3-WT)MeTOKCH |- 1,3 ]okcaszono[5,4-b JnupunuH-2-mi } nupuanHa;
5-[(5-meTokcunupuaMH-2-MI1)METOKCH | -2 -(upuanH-4-mi)-1,3-6eH30Kcazona;
[(3-{5-[(5-meToKCcHTTMPHUINH-2-MT)METOKCH |- 1,3-0eH30KCa30II-2- 11T } HeHUIT)METHII | TMMETUIIAMUHA;
5-[(5-meTokcumupuanH-2-mn)Metokcu |-2-(1-metun- 1 H-nupaszon-4-un)- 1,3-6eH30Kca301a;
5-[(5-MeTOKCHTTUPUAMH-2-MIT)METOKCH |-2-(TTupa3uH-2-1i)- 1 ,3-0eH30Kca3ona;
5-[(5-meTokcumupuarH-2-1)MeTOKCH |-2-( 1 -MeTunmunepunna-4-mn)- 1,3-6eH30Kcazona;
5-[(5-meTokcummupuanH-2-un)MeTokcH |-2-(1,3-tnazon-5-nmn)-1,3-6eH30Kkca3ona;
5-[2-(mupuauH-2 -MIIOKCH )3 TOKCH | -2 -(TupuauH-3-1i)- 1 ,3-0eH30Kca3ona;
4-[5-(1H-mmupa3on-4-uiaMeTokcH)- 1 -6eH30p ypaH-2 -1l |TUpHIAH-3 -KapOOHUTPHIIA;
3-{[(2-{5H,6H-umumna3o[2,1-b][1,3]tnazon-3-un}-1-6eH30dypan-5-MIT)OKCH |METHII } TUPUIUHA;
2-(3-pTopazeruauH- 1 -un)-5-[ (5-MeTokcUNUPUIUH-2-11)METOKCH |- 1,3-0eH30KCa30a;
2-{3H,4H,5H,6H,7H-umunazo[4,5-c|mupuauH-5-mi} -5-[(5-METOKCUITUPU IWH-2 -UIT)METOKCH |- 1,3 -0eH30K-

cazoJa;

5-[(5-merokcunmpuaun-2-mn)meroxcu]-2-{2H,4H,5H,6H, 7TH-nupasono[4,3-c Jmupuann-5-un } -1,3-6eH30K-

cazoJa;

na;

na;

2-{5H,6H,7H,8H-umunazo[ 1,5-aJmupazun-7-umi } -5-[ (5-METOKCUTUPUANH-2-UIT)METOKCH |- 1, 3-0eH30KCa30-

5-[(5-meTokcummupuann-2-un)metokcn]-2-{ SH,6H, 7H-upposo[ 3,4-b Jrupuaun-6-nn} - 1,3-6eH30Kca30ma;
7-{5-[(5-meTokcunupuIH-2-mI)MeTokcH |- 1,3-6eH30Kcazon-2-umn}-5,6,7,8-terparuapo-1,7-madptupuanna;
2-(1H-umuazon-1-um)-5-[ (S-MeTokcumupuIuH-2-mi)MeTokcH]-1,3-6eH30kcazona;
2-{5H,6H,7H,8H-umuna3o[ 1,2-a]mupasun-7-ui} -5-[(5-MeTOKCHITUPUANH-2-1T)MeTOKCH |- 1,3-0eH30KCca30-

4-(5-{[1-(2-meToxcurTHn)- 1 H-tupazon-4-un|MeTokcu | - 1 -6en30d ypan-2-wi) MUpUINH-3 -KapOOHU TPHIIA;
2-[5-(2-METOKCHATOKCH ) TUPUANH-3 -1 | -5-[ (5-METOKCHITUPHUINH-2-WT)METOKCH |- 1, 3-0eH30KCca30a;
N-(5-{5-[(5-MeTOKCHTTUPUANH-2-1JT)METOKCH |- 1,3 -O€H30KCa3011-2-HJT } TUPUAHH-2 -1 |alle TaMIIa;
5-{5-[(5-meTokcumUupuIIH-2-WI)METOKCH |- 1,3-0H30KCa30II-2- 1T } MTUPHIUH-2-aMUHa;

metmi( {[4-({[2-(mipuaun-3-ui)-1,3-6eH30KCa30-5-1IT|OKCH } METIIT ) (DeHIIT |METHIT | JaMUHA;
4-(5-{[1-(2-ruppoxcuaTnin)-1 H-nupazon-4-ui|merokc } -1 -6eH30¢dypan-2-mi)IUpHIHH-3-KapOOHUTPHIIA;
numeT( {2-[4-({[2-(mupuann-3-nm)-1,3-6eH30KCca3051-5 - |OKCH } METHIT)(DEHOKCH |3 THII } )aMUHa,;
5-{[5-(2-MeTOKCHUATOKCH ) TUPUIUH-2-1JI |METOKCH } -2-(TTupuanH-3-m1)- 1,3-0eH30Kkca3zona;
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4-[5-({1-[2-(aumeTmnamuno )atui -1 H-nupazon-4-mn } MeTokcn)- 1 -6enzodypan-2-mi jnupuaus-3-kap0o-

HUTpWIIA,

OHa,

5-{5-[(5-meTokcumupuInH-2-WIT)METOKCH |- 1,3-0€H30KCa3011-2-1I1 } -N-METHITHPUINH-2-aMIHA;
3-{[(2-{2-6pom-5H,6H-ummnazo[2,1-b][1,3]tnazomn-3-un}-1-6eH30pypaH-5-MIT)OKCH |METHII } TUPUIUHA;
5-[(5-meTokcummpasuH-2-uia)METOKCH |- 1 -MmeTun-2-(mupuans-3-uin)-1 H-1,3-6en3onnazona;
6-[(5-meTokcumUpa3uH-2-uia)METOKCH |- 1 -MmeTHn-2-(mupuans-3-uin)-1 H-1,3-6en3oanazona;
5-[(5-meTokcummpasuH-2-uia)MeTOKCH |-2-(mupunus-3-ui)-1H-1,3-6en3onnazona;
5-[(5-meTokcHUPUANH-2-HIT)METOKCH |-2 -(Tirriepa3uH- 1 -1)-1,3-6eH30Kkca3omna;
N-metmi-6-({[2-(mupuaun-3-min)-1,3-0eH30Kca301-5-1I|OKCH } METHIT ) TUPUAMH-3 -aMHHA;
3-[5-(mupunun-3-unMeTtokcn)- 1-6erzodypan-2-un]-SH,6H-umunazo[2,1-b][ 1,3 ]tnazon-2-kapOOHUTPHIIA;
5-{5-[(5-meTokcumupuIIH-2-WI)METOKCH |- 1,3-0eH30KCca301-2-1T } -N-MeTHIITUPUINH-2 -KapOoKcaMua;
5-[(5-meTokcumupuanH-2-min)MeTokcu|-2-(1-metun- 1 H-umunaszon-4-mn)-1,3-6eH30Kca3011a;
5-meTokcu-N-{[2-(mupuaun-3-mi)- 1 ,3-0eH30KCca3071-5-11 [METHII } TUPUAWH-2 -aMHHA;
4-(5-{5H,6H-umnnazo[2,1-b][1,3]tnazon-3-mimerokcu } -1 -6en3odypan-2-wi) mupuInH-3 -KapOOHU TPHIIA;
5-({5-[2-(mopdomrH-4-1i1)3TOKCH |TUPUIUH-2 - 1T } METOKCH ) -2 -(TTHpuArH-3-10)- 1, 3-0eH30KCa301a;
2-0poM-6-{5-[(5-MeTOKCUTTUPUINH-2-UT)METOKCH |- 1 -OeH30(hypaH-2-1i } OCH30HUTPUIIA,
4-{[2-(4-xnopdenmn)-1,3-6eH30Kca30-5-m1|kapbaMowT } peHmIaeTaTa;
N-(2-dhennn-1,3-6en3okca3on-5-min)0eH3aMuIa,;

4-metokcu-N-[2-(3-metundenmn)- 1,3-6eH30Kca301-5-wmi1|0eH3amMuIa;
2-meTokcu-N-[2-(4-meTokcuennn)-1,3-6eH30kca3on-5-mwr|oeH3amMua;
4-metokcu-N-[2-(4-meTokcudenun)-1,3-0eH30Kca301-5-mi|OcH3aMua;
3-meTokcu-N-[2-(4-meTokcudenmn)-1,3-06eH30Kkca3o-5-mi|0eH3aMuaa;
3-{5-[(5-mMeToKCcHTUPUIIH-2-WIT)METOKCH |- 1,3-0CH30KCa30J1-2- 1T } TUPUIHH- | -Uii-onaTa;
2-penokcu-N-[2-(upunun-3-mn)-1,3-0eH30Kca30I1-5-1il |alieTaMuIa;
N-[2-(mupuann-3-nm)-1,3-6eH30Kcazoin-5-ni]- 1 -6eHzodpypan-2-kapOokcaMuaa;
N-[2-(mupuaun-3-1mi)-1,3-6eH30KCca301-5-11 |-6-(TpUP TOPMETHI ) TUPUANH-3 -KapOOKcaMHUIa;
N-[2-(mupuauH-3-1m)-1,3-6eH30KCca301-5-11 |XMHOKCATHH-2-KapOOKCaMuU/Ia;
6-benokcu-N-[2-(mupunnH-3-nmn)-1,3-0eH30Kca305-5-m1 |mupuauH-3-kapbokcaMua;
N-[2-(mupuaun-3-m)-1,3-6en30kcazon-5-min|-2H-1,3-6eH301M0KCcoI-5-KapOoKcaMu1a;
3-(6en3miokcn)-N-[ 2-(mupuauH-3-mn)- 1,3-6eH30Kca301-5-1i |0eH3aMua;
3-benokcu-N-[2-(mupunuH-3-mn)-1,3-0eH30kca30-5-m|0eH3amMuIa;
N-[2-(mupuanH-3-ni)-1,3-6eH30KCca30I1-5-1T | XUHOJIMH-2-KapOOKcaMua;
N-[2-(mupuanH-3-nn)-1,3-6en30kcazon-5-ni]-2,3-quruapo- 1 -6en3odypan-2-kapookcamuia;
S-meTtun-N-[2-(mupuauH-3-wmi)-1,3-0eH30KCca301-5 - |HTUpUArH-3-KapOoKcaMua;
N-[2-(mupuanH-3-nm)-1,3-6eH30KCca30J1-5-1I | XNHOKCATUH-6-KapOOKCaMu1a;
(2E)-3-(4-merokcudenmn)-N-[ 2-(mupuaus-3-mi)- 1,3-0eH30Kca301-5-1i [Ipon-2-eHaMI1a;
5-meTokcu-N-[2-(mupuauH-3-un)-1,3-0eH30Kca301-5-mwi | TUpUArH-2-KapOOKCaMua;
3-nimano-N-[2-(mupuanH-3-ui)- 1,3-0eH30KCca30II-5-ni|0eH3aMuIa,;

4-(metuncynbdanmn)-N-[ 2-(mupuauH-3-mn)- 1,3-6eH30Kca301-5-1i1 |0eH3aMu A,

oem3wit N-[2-(mupuaus-3-un)-1,3-6eH30Kkca3on-5-ui|kapbamara;
5-[2-(mapunun-3-m1)-1,3-6eH30KCca301-5-1il |THpa3uH-2-0J1a;

5-[(5-MeToKCHTTPUANH-2-HIT)METOKCH |-2 -(TUpUMUANH-5-11)- 1, 3-0eH30KCa301a;
2-(2,3-murunpo-1-6en3odypan-2-un)-5-[ (5-MeTokcunupuanH-2-nin)Merokcu]-1,3-0eH30kcazona;
2-[(2R)-2,3-murunpo-1-6en3odypan-2-mi]-5-[(5-METOKCUTUPUANH-2 -UIT)METOKCH |- 1, 3-0eH30KCa3011a;
2-[(2S)-2,3-qurunpo-1-6en3odypan-2-un]-5-[ (5-meTokcunupuanH-2-mir)meroxcu]-1,3-6eH30kcazona;
5-[5-(2-MeTOKCHATOKCH ) TUPUMHUIWH-2 -1 |-2-(TUpuArH-3-1)- 1 ,3-0eH30KCa30a;
5-[(5-meTokcunupuauH-2-WI)MeToKcH | -2-(S-MeTnnnupuani-3-min)-1,3-6eH30Kca3ona;
5-[(5-meTokcunupuaMH-2-WI)METOKCH | -2-(2-MeTnnnupuanH-4-mi)-1,3-6eH30Kca3ona;
5-[(5-meTokcumupuarH-2-1I)MEeTOKCH |-2-(3-peHokcudenmn)- 1,3-6eH30kcazona;
6-{5-[(5-MeTokcHTTUPHUINH-2-MIT)METOKCH |- 1,3-0€H30KCa30I1-2-1IT } -2-METHII-2,3-TUTHIPOTTA PU a3 HH-3 -

(5-MeToKCUNMPUINH-2-1IT)METOKCH |-2-(TTupraa3uH-3-mn)-1,3-0eH30kcazona;
(5-MeToKCUIMPUINH-2 -1 )METOKCH |-2-(TTupraa3uH-4-mn)-1,3-0eH30kcazona;
5-{5-[(5-meTokcunUpuINH-2-WIT)METOKCH |- 1,3-0eH30KCa301-2-1i1 } - 1,2- TUTHAPOTTUPHUINH-2-0Ha,
5-{5-[(5-meTokcumupuIIH-2-WI)METOKCH |- 1,3-0eH30KCa301-2- 11T} - | -MeTHII- 1,2 - TUTHPOTTHPHUTUH-2-0Ha;
5-benmn-N-[2-(mupuaun-3-mn)-1,3-0en30kcazon-5-uil-1,3,4-okcaquazon-2-kapOoKcaMuia;
5-[(5-meTokcunUpuANH-2-MIT)METOKCH | -2 -(TupUMuAnH-4-11)-1,3-6eH30KCcazona;
5-[(5-6pommupuIuH-2-11)MeTOKCH |-2-(mupuanH-3-wmi)- 1,3-0eH30Kca3ona;
5-(mupuanH-2-UIMETOKCH )-2-(upuanH-3-uin)-1,3-6eH30Kcazona;
N-[2-(mupuanH-3-nm)-1,3-6en30Kcazoin-5-ni]- 1 -6enzodypan-S-kapOokcamMuaa;
2-permn-N-[2-(mupunuH-3-mn)- 1,3-6eH30Kkca3051-5 -1 |nupuIuH-5-kapOokcaMusa;
N-[2-(mupuaun-3-1mn)-1,3-6eH30Kca301-5-ui |-4-(MupUMUINH-2 -11) OeH3aMU 1A,

5[
5[
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1-meTrn-N-[2-(mupuaun-3-mn)- 1,3-0er30kca3on-5-mwi|-1 H-nupazon-4-kapookcamuia;
4-[(6-meTunmupa3uH-2 -1 )okcH |-N-[ 2-(mupuanH-3-mi)-1,3-0eH30Kca30I-5-1mr | 0eH3aMua;
4-(penoxcumetmn)-N-[2-(upunnH-3-mn)-1,3-0eH30Kca3071-5-1m1|0eH3aMu1a;
2-penokcu-N-[2-(mupuanH-3-un)-1,3-6eH30KCa3011-5-WI [ THpUANH-3-KapOOKCaMHIa;
4-timano-N-[ 2-(mupuauH-3-mi)- 1,3-6eH30Kca301-5-ui |oeH3aMua;
6-MeToKCU-N-[ 2-(upuauH-3-mi)- 1,3-6eH30KCca301-5-1iI | TUpUANH-2-KapOOKCaMHIa;
2-metun-N-[2-(mupuauH-3-mi)- 1,3-6eH30Kca301-5-ui | nupu AnH-4-KapOoKcaMuIa;
3-MeTokcu-N-[ 2-(mupuauH-3-mi)- 1,3-6eH30KCca30I-5-1iI | TUpUARH-2-KapOOKcaMuIa;
4-meTtokcu-N-[2-(mupuaus-3-m)- 1,3-0eH30Kca30-5-mi | TupuanH-2-KapOoKcaMua;
4-runpokcu-N-[2-(mupuanH-3-mn)-1,3-6eH30Kca30-5-mi | nupuauH-2-kapOokcamMuia;
3-meTokcu-N-[2-(mupuauH-3-un)-1,3-06eH30kca30mn-5-mi|-1,2-okcazon-S-kapbokcamua;
5-meTokcu-N-[2-(mupuauH-3-un)-1,3-0eH30Kca301-5-mwi | TUpUArH-3-KapOoKcaMua;
6-({[2-(1-meTnn-1H-nmpa3zon-4-min)-1,3-6eH30KCca3011-5-NIT|OKCH | METHIT ) TUPUANH-3-0713;
5-[(5-meTokcumupasuH-2-mwn)mMetokcu|-2-( 1-meTwmn- 1 H-nupazon-4-mn)-1,3-06eH30kca3ona;
2-metokcu-5-({[2-(1-meTmi-1H-mmpa3zon-4-nn)-[ 1,3 ]okcazomno[ 5,4-b |nupuanH-6-1i1|OKCH } METHIT ) THpa-
3WHa;
3-{6-[(5-6pommupuauH-2-un)mMeTokcH |-[ 1,3 ]okcazomno[5,4-b|mupuanH-2 -1 } TUpUINHA,
3-meTokcu-6-({[2-(mupuann-3-un)-[ 1,3 Jokcazomno[5,4-b]mupuanH-6-1I|0OKCH } METHIT ) TUPUIa3HHA;
3-{5-[(5-meTokcHuTTUpHUINH-2-WIT)METOKCH |- 1,3-0€H30KCa30J1-2-1I1 } OCH30HUTPHIIA;
4-{5-[(5-MeToKCHITUPUANH-2-HT )METOKCH |- 1,3-0eH30KCa301-2-11 } OEH30HUTPHIIA;
5-(1-metwmn-1H-tmupazon-4-wun)-2-({[2-(mupuaun-3-mn)-[ 1,3Jokcazomno[ 5,4-bmupuauH-6-1i |okcH  Me-
TWJ)TUPUINHA;
3-meTokcu-5-({[2-(mupunun-3-mn)-[ 1,3 Jokcazono[5,4-b JmupuauH-6-11|OKCH } METHIT ) TUPHIMHA;
4-metokcu-2-({[2-(mupunus-3-mn)-[ 1,3 ]Jokcazono[5,4-b |nupuIuH-6-11|OKCH } METHIT ) TUPUMHA;
2-({[2-(1-meTnn-1H-mmpazon-4-nn)-[ 1,3 ]okcazomno[5,4-b | mupuauH-6-11|OKCH } METHIT)TUPa3HHa;
[(3-{5-[(5-meTokcuMpUANH-2-UT)METOKCH |- 1 ,3-0eH30KCa30II-2-1J1 } (heHMIT)METHI |(METHII)aMUHa,
(5-meTokcummupuanH-2-mwi)MeTra N-[2-(mupunna-3-un)-1,3-06eH30kca3om-5-mi|kapbamara;
2-(5-MeTOKCUTTUPHUINH-2 -11)-5-[(5-METOKCUITUPUAHH-2 -1 )METOKCH |- 1 ,3-0eH30KCa301a;
2-(1-6en30¢ypan-2-mm)-5-[(5-MeTOKCUITUPUANH-2 -1 )MEeTOKCH |- 1,3-0eH30KCca301a;
5-[(5-MeToKCHTTHPUANH-2-HIT)METOKCH |-2-[ 6-(Tpud TopMeTHI ) TUpUINH-3-11)- 1, 3-0eH30KCca307a;
2-(1-6en30¢ypan-5-mm)-5-[(5-MeTOKCHITUPUAUH-2-UT)MEeTOKCH |- 1,3-0eH30KCca301a;
2-{5-[(5-meTokcUMUpUINH-2-1IT)METOKCH |- 1,3-0eH30KCa301-2-1I1 } XUHOJIMHA;
2-[3-(0en3mnokcu)henm|-5-[(5-MeToKCUUpUIUH-2-1i1)METOKCH |- 1,3-0eH30KCa30a;
5-[(5-MeTOKCHTTUPUAMH-2-HIT) METOKCH |-2-[4-(mupumunuH-2-un)penmn|- 1,3-0eH30KCca30:7a;
2-[(E)-2-(4-meToxcudeHmn)3TeHm | -5-[ (5-MeTOKCHITUPUINH-2 - W) METOKCH |- 1, 3-0eH30Kca30a;
5-metokcu-2-({[2-(mupumun-3-mi)-[ 1,3 Jokcazono[ 5,4-b JmupuaiuH-6-11 | OKCH } METHIT ) TUPUMHUTUHA,
6-({[2-(1-meTnn-1H-nmpazon-4-mn)-[ 1,3 Jokcazono[ 5,4-b]nupuauH-6-11|OKCH } METHIT) TUPUANH-3-aMHHA;
5-{5-[(5-ruapoxcunupuanH-2-UI)METOKCH |- 1,3-6eH30KCca3011-2 -1 } -N-MEeTHIHPUANH-2-KapOOKcaMuIa;
6-{6-[(5-meTokcunupuH-2-mwi)MeTokcu]-[ 1,3]okcazomno[5,4-b|nupuauH-2-mi } -2-Me TU-2, 3 - TUT U POTTH-
puma3uH-3-0Ha;
2-metun-6-({[2-(mupuaun-3-un)-[ 1,3]okcazomno[5,4-b|mupuauH-6-11|OKCH | METHIT)-2,3-TUTHIPOTTAPHIA-
3HUH-3-0Ha,
2-{6-[(5-meTokcunupunuH-2-mwi)MeTokcu |-[ 1,3 Jokcazomno[ 5,4-b|mupuanH-2 -1 } mupa3uHa;
5-{6-[(5-meTokcunmupuauH-2-mwi)Metokcu]-[ 1,3 ]Jokcazono[5,4-b JnupunuH-2-mi } -N-MeTHIApUIUH-2-Kap-
OOKCaMHM/Ia;
5-{5-[(5-meTokcumupuIIH-2-WI)METOKCH |- 1,3-0eH30KCca301-2- 11T} - | -MeTHII- 1,2 - TUTHPOTTHPa3HH-2-0Ha;
6-(6-{[5-(2-¢TOopaTOKCH)TMPHINH-2 -1 |MeTOKCH § -[ 1,3 Jokcazomno[ 5,4-b JimpuanH-2-mn)-2-metun-2,3-1u-
THIPONUPHUIA3HH-3-0Ha;
5-metokcu-2-({[2-(mupuamn-3-un)-[ 1,3 Jokcazomno[5,4-bmupuauH-6-1I|OKCH } METHIT ) TUPUANH- | -nii-1 -
oJaTa;
3-{6-[(5-meTokcu- 1 -oxcuaonupunuH- 1 -uii-2-mr)metokcu]-[ 1,3 Jokcazomno[ 5,4-b | mupuauH-2 -1 } TUPUINH-
1-uii-1-omara;
5-{5-[(5-meTokcunupuINH-2-MIT)METOKCH |- 1,3-0eH30KCa3011-2-1IT } -2 -(METHIIKapOaMOWIT ) TUPHUIUH- | -1ii-
oJaTa;
(5-ruppoxcunupuauH-2-wi)metni N-[2-(mupuaus-3-ui)-1,3-0en3okcas3on-5-uin|kapbamara;
5-merokcu-N-[2-(1-MmeTnin-6-okco-1,6-aurunaponupuaasun-3-ui)- 1,3-0eH30Kkca301-5 -1 | TUpUInH-2 -Kap-
OOKCaMHM/[Ia;
5-merokcu-N-[2-(1-MeTnin-6-okco-1,6-aurunaponupuaasun-3-ui)- 1,3-0eH30Kkca301-5 -1 | TupuAnH-3 -Kap-
OOKCaMHM/Ia;
4-metokcu-N-[2-(1-mMeTri-6-okco-1,6-quruaponupuaazut-3-mn)-1,3-6eH30Kca3on-5-wi | nupuanH-2-Kap-
OoKcaMHua;
1-metnn-N-[2-(1-MeTmin-6-okco-1,6-auruaponupuaazui-3-mi)-1,3-6eH3o0kcazon-5-mi]-6-okco-1,6-nurumi-
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porupua3uH-3-KapOooKcaMua;

[(5-{5-[(5-meToKCcHTMPHUIIH-2-UIT)METOKCH |- 1,3-0CH30KCA30II-2- 1T } TUPUIH-3 -HIT)METHI | (METHIT )aMUHA;

6-{5-[(5-ruapoxcunupuInH-2-WIT)METOKCH |- 1,3-0€H30KCa3011-2-1IT } -2-MEeTHII-2,3- TUT P OTIA P Ta3 1 H-3 -
OHa 1

N-(5-meTokcunupuanH-3-1mi)-2-(upuauH-3-ui)- 1,3-6eH30Kca30I-5-kapOoKcaMu/Ia,

WA ero (papManeBTHIeCKU IpueMiieMast Coib,

IIPHU 3TOM YKa3aHHOE COEAMHCHHE TIOMEUEHO OIHHUM FIJIN 0oJiee MO3UTPOH-M3ITYJAIONINMH PaIHoOHyKIIHIa-
MH.

9. Busyanusupyoonmii areHT 1o JroooMy u3 mil. 1-8, OTIMYaronuics TeM, YTO YKa3aHHbIE OJMH WM OoJiee
TO3UTPOH-M3ITyHAIoNIe patHoHyKIuabl BeIGpanst w3 ''C, N, "0 u "*F.

10. Crioco0 nomy4yeHus: IMarHOCTUYECKUX M300paskeHnit y cyObeKTa, BKIIOYAIOIINI BBEJCHUE CYOBEKTY
3¢ PEKTUBHOTO KOJNYECTBA BU3YAIN3UPYIOLIET0 areHra Io JiroooMy u3 mmn.1-9 u nomyueHne M300pakeHus 110
MEHBIIIEH Mepe YacTH Tella YKa3aHHOTO CyOBeKTa.

11. Coco6 no 1n.10, OTIMYAIOIUICS TeM, YTO MOIyYeHHE M300paKeHUs! 10 MEHBILICH Mepe 4acTH Tela
YKa3aHHOTO CyOBEKTa BKIIIOYACT MOIydeHHE N300paXECHHS ¢ OOHAPYKEHUEM MPUCYTCTBHS MIIH OTCYTCTBUS MO-
HOMEpOB HJIU arperaToB Oenika XaHTHHTTHHA (6enka HTT) B romoBHOM MO3Te yKazaHHOTO CyOBeKkTa u 0OHapy-
JKeHHE HAJIMYUS WU OTCYTCTBHS IaTOJIOTHYECKOTO IIpoIiecca.

12. Croco6 mo .11, oTnuyaroniuiicss TeM, 4To yKa3aHHbIe MOHOMEpPHI Win arperathl Oenka HTT npucyt-
CTBYIOT B 0a3aJbHBIX TAHTJIHMSIX YKa3aHHOTO TOJIOBHOTO MO3Ta YKa3aHHOTO CyOBbeKTa.

13. Croco6 mo 1m.11, oTnugaromuiicss TeM, 9YTO YKa3aHHBIH aTOJOTHIECKHN TPOIIecC MPEACTABIIET COO0H
HelposiereHepaTuBHOE 3a00JICBaHue.

14. Crioco6 o 1.13, oTnuyaroniuiicst TeM, 4TO YKa3aHHOE Helpo/ereHepaTuBHoe 3a0osieBaHne BEIOPaHO 13
Oosie3Hn AnblreiiMepa, 00KOBOI0O aMHOTPOQHIECKOTO CKIIepo3a, 001e3HN XaHTHHITOHa, Oosie3nn [TapkuHcoHa,
NPUOHHOM 00JIE3HH U CITUHAIBHO-IIEPEOEIUIIPHBIX aTaKCHH.

15. Cnoco6 no mrodomy u3 m.10-14, oTangaromuiicss TeM, YTO aKTHBHOCTh YKa3aHHOTO 3((EKTUBHOTO
KOJIMYECTBA YKa3aHHOTO BH3YyalIM3Upyromero areara cocrapiseT ot 0,1 mo 20 wmm 10 mKu.

16. Croco6 mo mobomy u3 mi.10-15, oTMyarommiics TeM, 4TO yKa3aHHOE TOJydeHHEe H300paKeHUs
BKITIOUAET MO3UTPOHHO-IMUCCHOHHYIO ToMorpaduio (I13T), [IDT, coBMenieHHYI0 ¢ KOMIBIOTEPHOH TOMOTpa-
¢dueit (ITDT/KT), [IDT, coBMeIIeHHYIO ¢ MArHUTHO-pe30HaHCHOUW ToMorpadueit (IIDT/MPT), wiu nx komOuHa-
IIUI0; WJTH YKa3aHHOE MoJTydeHne n3o0paxkeHus BkimouaeT [19T-Bu3yanusanmro.

17. CoenuHenune, BBIOpaHHOE U3

TpeT-OyTHa 4-[2-(mupunnH-3-mn)-1,3-0eH30Kca30I1-5 -1l |nHuepasuH- | -kapOoKcHIaTa;

4-meTtokcu-N-[2-(mupuaus-3-mn)-1,3-0eH30Kkca300-5-11]0cH3amMu1a;

4-meTtokcu-N-[2-(mupuaus-4-mn)-1,3-0eH30Kkca30i-5-1in]0cH3aMuIa;

N-[(4-meTokcupeHmT)METII |-2-(MUPUIHH-3-1)- 1 ,3-0eH30KCa301-5-aMUHa;

2-(3-6poMmupuarH-4-mi)-6-[ 2-(MopQonauH-4-mn)3Tokcu |- 1 ,3-0eH30THA301IA;

5-meTokcu-N-[2-(3-meTrndenmn)-1,3-0eH30Kca30I1-5 -1l |THPUIHH-2-KapOOKCaMIIa;

6-MeTokcu-N-[2-(3-MeTundenn)- 1,3-0eH30KCca30II-5-1il | TUPUANH-3-KapOOKcaMuIa;
2-metokcu-N-[2-(3-meTtundenmn)-1,3-6eH30Kca301-5-1il | THpUMUAINH-5-KapOOKCaMHIa;
5-meTokcu-N-[2-(3-meTundenn)- 1,3-0eH30Kca301-5-1i | mupa3uH-2-KapOOKCaMHIa;
4-metokcu-N-[2-(3-meTtundenmn)-[ 1,3 Jokcazono[5,4-b jmupuanH-6-1i |0eH3amMua;
5-(4-meroxcudenmn)-2-(mupuauH-3-wmin)- 1,3-0eH30kca3ona;

N-(4-merokcndennn)-2-(mupuaun-3-ui)-1,3-06eH30Kkcazon-5-aMuHa;

2-(mupunuH-3-mn)-N-{[1,2,4]tpuazono[4,3-a]mupuaun-3-mn} - 1,3-0eH30KCca301-5-aMIHA;

2-(mmpuanH-3-mn)-N-(mupumuani-4-mn)-1,3-6eH30Kca30i-5-aMuHa;
2-(mapuanH-3-mn)-N-(mupuMuan-2-uin)-1,3-6eH30Kca30i-5-aMuHa;
5-(5-merokcunupuauH-2-mn)-2-(MupuauH-3-mi)- 1 ,3-0eH30Kca3oma;
5-(2-MeTOKCHITUPUMUANH-S5-11)-2-(IUpuarH-3-11)- 1 ,3-0eH30KCca30ma;

5-(5-MeTOKCUITUPUMUTUH-2-1T)-2 -(TUpuANH-3-1i)- 1 ,3-0eH30KCa301a;

5-(6-MeToxcunUpuaa3uH-3-mi)-2-(mupuauH-3-mn)- 1,3-6eH30Kkcasona;

5-(5-MeToxcunupasuH-2-un)-2-(mupunui-3-un)- 1,3-6eH30kcazona;

1-mMetnn-4-[ 5-(mupuUMHUIHH-5-UIMEeTOKCH )- 1 -0er30dypan-2-wmi |- 1 H-upazon-3-kapOoHuUTpHIIA;

4-[5-(mupuMHINH-5-UIMETOKCH )- 1 -0eH30( ypan-2-wi |mupu -3 -KapOOHUTPHIIA,

4-{5-[(5-MeToKCHITUPHUIUH-2 -1 )METOKCH |- 1 -OeH30 (D ypaH-2-ui } mupuanH-3-KapOOHUTPHIIA;
4-{5-[(5-meToKcUTHPHUINH-2-WIT)METOKCH |- 1 -OeH30(p ypaH-2 -1l | MUPUAKHA;
4-{5-[(1-metun-1H-umunazon-4-un)meTokcu|- 1 -6en3odypaH-2 -1 } TUPUIMH-3-KapOOHNUTPHUIIA;
4-{5-[(1-metun-1H-numunazon-2-un)mMeTokcH |- 1 -6en3odypaH-2 -1 } TUPUIMH-3-KapOOHNTPHUIIA;

S-meTokcu-2-[2-(mupunus-3-mn)-1,3-6en3okcazon-5-mn|-2,3-muruapo- 1 H-uzonnnon-1-ona;

3-{6-[(E)-2-(4-meTokcudenmn)srenmn]-[ 1,3 Jokcazono[5,4-b | nupunns-2-ui } TUpUANHA,

4-[5-(mupuauH-3-uaokcu)- 1-6en3odypas-2-mi | nupuanH-3-KkapOOHUTPHIIA;
6-MeTOKCH-2-[2-(tupuamH-3-1n)-1,3-6er3okcazon-5-uin]-1,2,3,4-reTparuApon30X HHOIUH- 1 -OHa;

numet( {3-[4-({[2-(mupuans-3-nm)-1,3-6eH30KCca3051-5 - |OKCH } MEeTHIT)(DEeHOKCH |IPOTTHIT } JAMUHA;
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5-[(1-meTun-1H-nmupazon-4-nn)meTokcu | -2-(mupuanH-3-mwi)- 1,3-6eH30kca30a;
5-[(4-meTokcudenun)MeTokcu|-2-(mupuaus-3-1ui)- 1,3-0eH30kca3ona;
5-[(3-meTokcupenmn)mMeTokcH|-2-(upuauH-3-mi)- 1,3-6eH30Kkcazona;
5-[(5-MeTokcHUPUANH-2-HIT)METOKCH |-2-(TupuanH-3-1n)- 1,3-0eH30kca3ona;
2-(mupunnH-3-1n)-5-(MupuauH-3-MIMETOKCH)- 1 ,3-0eH30Kca3oa;
5-{5H,6H-umuna3o[2,1-b][1,3]tnazon-3-unmmeTokcu } -2-(mupuauH-3-mi)- 1,3-6eH30Kcazona;
1-(mupunuH-2-mn)-2-[ 2-(mupuauH-3-wmi)- 1,3-6eH30Kca301-5-ui |3taH- 1 -oa;

1-(mupunuH-2-nn)-2-[ 2-(mupuauH-3-wmn)- 1,3-6eH30Kkca301-5-ui |3taH- 1 -oHa;

6-MeToKCu-2-[ 2-(TupunuH-3-mn)-1,3-6eH30kca3ou-5-ui|-1,2-Turupon30XHHOIUH- 1 -0Ha;
2-(mupunuH-3-mwn)-N-[2,2,2-tpudrop- 1 -(4-metokcudenmn)atmwi]-[ 1,3 ]okcazono[5,4-b Jnupunun-6-amuna;
3-{6-[2-(4-meTokcudenmn)atunmi]-[ 1,3]okcazono[5,4-bmupuauH-2-Ui } TUPUIIHA;
3-{6-[(Z)-2-(4-meTokcudenmn)srenmn]-[ 1,3 Jokcazono[5,4-b | nupunans-2-wui } TUpUANHA;
5-meTokcu-2-[2-(upunun-3-mn)-[ 1,3 Jokcazono[5,4-b Juupunus-6-nin]-2,3-aquruapo- 1 H-usounmon-1-oHa;
5-[(5-MeTokcumMpa3uH-2 -1 )METOKCH |-2-(TUpuArH-3-111)- 1 ,3-0eH30KCa30a;
3-MeToKCH-6-[2-(upuanH-3-un)-1,3-6er3okcazon-S-wi|-SH,6H,7H-muppoio[ 3,4-bmupunuH-7-0Ha;
2-(mupuanH-3-1i)-6-(MUpUIuH-3-MIIMETOKCH )- 1 ,3-0eH30KCca301a;
3-{6-[2-(mupuaun-3-un)>tuann]-[ 1,3Jokcazomno[ 5,4-b JnupuaunH-2 -1 } MTUPUANHA;
5-{[(5-MeToKCUTTMPHUIUH-2-HIT)OKCH |METHII | -2 -(TupuauH-3-11)- 1,3-0eH30KCca30a;
4-[5-(mupunuH-3-uIMeToKCH )- 1 -6eH30(d ypan-2-ui | mupuanH-3 -KapOOHUTPHIIA;
4-{5-[(1-meTun-1H-mupazon-4-mr)meTokcu]- 1 -6eH30¢d ypan-2-wi } TUpUIUH-3-KapOOHUTPHIIA,
3-[5-(mupuaun-3-nnmeroxcu)- 1 -6enzodypan-2 -1 | mupuanH-4-KapOOHUTPUIIA;
3-{5-[(1-meTun-1H-nupazon-4-un)merokcu]-1-6eH30dypan-2-un } nMpuaUH-4-KapOOHUTPHIIA;
3-{6-[1-(5-meTokcunmpuauH-2-mi)3Tokcu]-[ 1,3 ]Jokcazono[5,4-b jnupunuH-2-mi } mupuanHa;
4-{5-[(5-meTokcunupa3uH-2-mwi)Merokcu |- 1-6en3odypan-2 -1} IMpUIUH-3-KapOOHUTPHIIA;
6-({[2-(mupuann-3-mn)-1,3-6eH30KCa3051-5-1IT]OKCH } METHII ) TUPHINH-3-0J1a;

5-{[5-(mpor-2-eH- 1 -unokcH)mupa3uH-2-mi |METOKCH } -2 -(upuauH-3-1i)- 1 ,3-0eH30KCca3011a;
5-({[2-(mupuauH-3-m1)-1,3-6eH30KCa301-5-1IT JOKCH } METHIT)- 1, 2- TUTHApOTTUpa3uH-2-0Ha;
1-metnn-5-({[2-(mupunun-3-nmn)-1,3-6eH30KCca301-5- T |OKCH } MeTHIT)- 1 ,2- TUTHUAPOTIHPa3UH-2-0HA;
5-[4-(5-MeTOKCUTTUPUMUIIH-2 -1 ) TUTepasuH- | -ui | -2-(mapunua-3-ni)-1,3-6eH30kcazona;
3-{6-[(5-meTokcunupuanH-2-un)Metokcu [ 1,3 Jokcazomno[5,4-b|mupuanH-2-wi } TUpUIUHA,
5-(1-metun-1H-mmpa3zon-4-un)-2-(mupunua-3-mn)-1,3-6eH30kcazona;
3-{6-[(6-meTokcHTUpUIHH-3-mT)MeTOKCH |- 1,3 ]okcazono[5,4-b jnupunuH-2-mi } nupuanHa;
5-[(5-meTokcunupuaMH-2-MIT)METOKCH | -2 -(mupuanH-4-mi)-1,3-6eH30Kcazona;
[(3-{5-[(5-meToKCcUTTMPHUINH-2-MT)METOKCH |- 1,3-0eH30KCa30II-2- 11T } HEHUIT)METHIT | TUMETUIIAMUHA;
5-[(5-meTokcumupuanH-2-min)Metokcu |-2-(1-metun- 1 H-nupaszon-4-un)- 1,3-6eH30Kca301a;
5-[(5-MeTOKCHTTUPUAMH-2 -MIT)METOKCH |-2-(TTupa3uH-2-1i)- 1 ,3-0eH30Kca3ona;
5-[(5-mMeTokcumUpUAMH-2-MIT)MEeTOKCH |-2-( 1 -MeTunmunepuauH-4-mi)- 1,3-6eH30Kkca3ona;
5-[(5-meTokcumupuanH-2-un)MeTokcH |-2-(1,3-tuazon-5-nmn)-1,3-6eH30Kkca3ona;
5-[2-(mupuauH-2-MIIOKCH )3 TOKCH |-2-(TupuanH-3-1i)- 1 ,3-0eH30Kca3ona;
4-[5-(1H-mmupa3zon-4-uiaMeTokcH)- 1 -6eH30pypaH-2 -1 |TUpHIAH-3 -KapOOHUTPHIIA;
3-{[(2-{5H,6H-umunmnazo[2,1-b][1,3]tnazon-3-un}-1-6eH30dypaH-5-MIT)OKCH |METHII } TUPUIUHA;
2-(3-dpropazeTunun- 1 -mi)-5-[ (5-METOKCUTTHPUANH-2-HI )METOKCH |- 1,3-0eH30KCca30a;
2-{3H,4H,5H,6H,7H-umunazo[4,5-c|mupuauH-5-mi} -5-[(5-METOKCUITUPU IWH-2 -UIT)METOKCH |- 1,3 -0eH30K-

cazoJa;

5-[(5-merokcunmpuaun-2-mn)meroxcu]-2-{2H,4H,5H,6H, 7TH-ntupasono[4,3-c Jmupuann-5-un } -1,3-6eH30K-

cazoJa;

Ja;

a;

2-{5H,6H,7H,8H-umunazo[ 1,5-aJmupazun-7-umi } -5-[ (5-METOKCUTUPUAUH-2-UIT)METOKCH |- |, 3-0eH30KCa30-

5-[(5-meTokcummupuanH-2-un)Metokcu]-2-{ SH,6H, 7H-upposo[ 3,4-b Jrupuaun-6-nn} - 1,3-6eH30KCca30:ma;
7-{5-[(5-mMeTokcunupuIuH-2-MI)MeTokcH |- 1,3-0eH30Kcazon-2-un}-5,6,7,8-terparuapo-1,7-madptupuanna;
2-(1H-umuazou-1-um)-5-[ (S-MeTokcumupuIuH-2-mi)MeTokcH]-1,3-6eH30kcazona;
2-{5H,6H,7H,8H-nmumna3o[ 1,2-a]mupasun-7-ui}-5-[(5-MeTOKCHITUPUANH-2-1T)MeTOKCH |- 1,3-0eH30KCca30-

4-(5-{[1-(2-meTokcmaTIN)- | H-tupazon-4-un|Merokcu } - 1 -0eH30p ypaH-2 -1 TUpHIAH-3-KapOOHUTPHUIIA,
2-[5-(2-METOKCHATOKCH ) TUPUANH-3 -1 |-5-[ (5-METOKCHITUPHUINH-2-WT)METOKCH |- 1, 3-0eH30KCca30a;
N-(5-{5-[(5-MeTOKCHTTUPUANH-2-1JT)METOKCH |- 1,3 -O€H30KCa301I-2-HJT } TUPUAMH-2 -1 |alle TaMIIa;
5-{5-[(5-meTokcumUpUIUH-2-WIT)METOKCH |- 1,3-0H30KCA30II-2- 1T } MTUPHIUH-2-aMUHa;

metm( {[4-({[2-(mipuaun-3-ui)-1,3-6eH30KCa30-5-1IT|OKCH } METIIT) (DeHIIT |METHIT | JaMUHA;
4-(5-{[1-(2-ruppoxcuaTnin)-1 H-nupazon-4-un|merokcu } -1 -6eH30¢dypan-2-mi)IUpHIHH-3-KapOOHUTPHIIA;
nmumet( {2-[4-({[2-(mupuauH-3 -m)-1,3-0eH30KCa3071-5-1IT | OKCH } METHIT)(DeHOKCH |3THIT } }aMUHA;
5-{[5-(2-MeTOKCHUATOKCH ) TUPUIUH-2-1JI |METOKCH } -2-(TTupuanH-3-mi)- 1,3-0eH30Kkcaszona;
4-[5-({1-[2-(mumeTmamuto )aTIi |- | H-tupazon-4-un } MeTokcn)- 1 -6ea3odypan-2-wi |nupuauH-3-kapoo-
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HUTpWIIA,

OHa,

5-{5-[(5-meTokcHTUPHUIIH-2-WIT)METOKCH |- 1,3-0¢H30KCa301-2- 11 } -N-METUIITUPUINH-2 -aMIHA;
3-{[(2-{2-6pom-5H,6H-ummnazo[2,1-b][1,3]tnazomn-3-un} - 1-6eH30pypaH-5-MIT)OKCH |METHII } TUPUIUHA;
5-[(5-meTokcummpasuH-2-uia)MeTOKCH |- 1 -MmeTun-2-(mupuans-3-un)-1 H-1,3-6en3oanazona;
6-[(5-MeTokcuMpa3uH-2-Ui1)METOKCH |- 1 -MmeTHin-2-(mupuans-3-uin)-1 H-1,3-6en3oanazona;
5-[(5-meTokcummpasuH-2-uia)MeTOKCH |-2-(mupunus-3-ui)-1H-1,3-6en3onnazona;
5-[(5-meTokcHUPUANH-2-HIT)METOKCH |-2 -(Tirriepa3uH- 1 -1)-1,3-6eH30kca3omna;
N-metnn-6-({[2-(mupunun-3-mn)-1,3-0eH30Kca3071-5-1IT|OKCH } METHIT ) TUPUINH-3-aMUHA,;
3-[5-(mupunun-3-unMeTtokcn)- 1-6erzodypan-2-un]-SH,6H-umunazo[2,1-b][ 1,3 ]tnazon-2-kapOOHUTPHIIA;
5-{5-[(5-meTokcumUpuIIH-2-WI)METOKCH |- 1,3-0eH30KCa301-2- 1T } -N-MeTHIITUPUINH-2 -KapOoKcaMuIa;
5-[(5-meTokcumupuanH-2-mn)Metokcu|-2-( 1 -metun- 1 H-umunaszon-4-mn)-1,3-6eH30Kca3011a;
5-meTokcu-N-{[2-(mupuauH-3-mi)- 1 ,3-0eH30KCca3071-5-11 [METHII } TUPUAWH-2 -aMHHA;
4-(5-{5H,6H-umnnazo[2,1-b][1,3]tnazon-3-mimetokcu } -1 -6en3odypan-2-mi) mupuaInH-3 -KapOOHU TPHUIIA;
5-({5-[2-(MophOTUH-4-MIT)3TOKCH | TAPUIIH-2-1JT } METOKCH ) -2 -(TIUpuIiH-3-1)- 1 ,3-0eH30KCca307a;
2-0poM-6-{5-[(5-MeTOKCUTTUPUINH-2-UT)METOKCH |- 1 -OeH30(hypaH-2-1i } OCH30HUTPUIIA,
4-{[2-(4-xnopdenmn)-1,3-6eH30Kca30-5-mi |kapbaMow } peHmIaeTaTa;
N-(2-dhennn-1,3-6en3okca3on-5-min)0eH3aMuIa;

4-metokcu-N-[2-(3-metundenwmn)- 1,3-6eH30Kca301-5-mi1|0eH3aMuIa;
2-meTokcu-N-[2-(4-meTokcuennn)-1,3-6eH30kca3on-5-mwr|oeH3amMua;
4-metokcu-N-[2-(4-meTokcudennn)-1,3-6eH30kca3on-5-mwi|oeH3amMua;
3-meTokcu-N-[2-(4-meTokcudenmn)-1,3-0eH30Kkca3o-5-mi|OeH3aMua;
3-{5-[(5-mMeToKCHITUPUIIH-2-WIT)METOKCH |- 1,3-0CH30KCa30J1-2- 1T } TUPUIHH- | -Uii-onaTa;
2-penokcu-N-[2-(upunun-3-mn)- 1,3-0eH30Kca30I1-5-1i |alieTaMuIa;
N-[2-(mupuanH-3-nm)-1,3-6eH30Kcazoin-5-ni]- 1 -6eHzodpypan-2-kapOokcaMuaa;
N-[2-(mupuanH-3-nn)-1,3-6eH30Kca301-5-n]-6-(Tprd ToOpMeTHI ) TUPUIUH-3 -KapOOKCaMu1a;
N-[2-(mupuauH-3-m)-1,3-6eH30Kca301-5-11 | XMHOKCATHH-2-KapOOKCaMu/1a;
6-benokcu-N-[2-(mupunnH-3-nmn)-1,3-0eH30Kca30-5-m |mupuauH-3-kapbokcaMusa;
N-[2-(mupuaun-3-m)-1,3-6en30kcazon-5-mi|-2H-1,3-6eH3011M0KCc0I-5-KapOoKcaMu1a;
3-(6en3minokcn)-N-[ 2-(mupuauH-3-mn)- 1,3-6eH30Kca301-5-1i |0eH3aMua;
3-benokcu-N-[2-(mupunnH-3-mn)-1,3-0eH30kca30-5-m|0eH3amMuIa;
N-[2-(mupuaun-3-1mi)-1,3-6eH30KCca301-5-1i1 |XUHOJWH-2 -KapOOKCaMH/Ia;
N-[2-(mupuanH-3-nn)-1,3-6en30kcazon-5-ni]-2,3-quruapo- 1 -6eH3odypan-2-kapookcamuia;
S-metun-N-[2-(mupuauH-3-wmi)-1,3-0eH30KCca30.1-5 - |HTUpUArH-3-KapOoKcaMua;
N-[2-(mnpuanH-3-nm)-1,3-6eH30KCca301-5-1I | XNHOKCATUH-6-KapOOKCaMu1a;
(2E)-3-(4-meroxcudenmn)-N-[ 2-(mupuaus-3-min)- 1,3-0eH30Kca3071-5-1i [Ipon-2-eHaM I 1a;
5-meTokcu-N-[2-(mupuauH-3-un)- 1,3-0eH30Kca301-5-mwi | TUpUArH-2-KapOOKCaMua;
3-mmmano-N-[2-(mupuauH-3-mn)- 1 ,3-0eH30KCca30-5-mi|0eH3aMuIa;

4-(metuncynbdanmn)-N-[ 2-(mupuauH-3-mn)- 1,3-6eH30Kca301-5-1i1 |0eH3aMu 1A,

oem3wt N-[2-(mupuaus-3-un)-1,3-6eH30Kkca3on-5-ui|kapbamara;
5-[2-(mupunun-3-m)-1,3-6eH30KCca301-5-1il |Tupa3uH-2-0J1a;

5-[(5-MeToKCHTTHPUANH-2-HIT)METOKCH |-2 -(TUpUMUANH-5-11)- 1, 3-0eH30KCa301a;
2-(2,3-muruapo-1-6en3odypan-2-nmn)-5-[(5-MeTOKCUNTUPUIUH-2-IT)METOKCH |- 1 ,3-OeH30KCca30a;
2-[(2R)-2,3-muruapo-1-6en3odypan-2-ui]-5-[(5-METOKCUTUPUANH-2 -UIT)METOKCH |- 1, 3-0eH30KCa3011a;
2-[(2S)-2,3-qurunpo-1-6en3odypan-2-un]-5-[ (5-meTokcunupuanH-2-mir)meroxcu]-1,3-6eH30kcazona;
5-[5-(2-MeTOKCHATOKCH ) TUPUMHUIWH-2 -1 |-2-(TUpuArH-3-1)- 1 ,3-0eH30KCa30a;
5-[(5-meTokcunupuauH-2-mI)MeToKcH | -2-(S-meTnnnupuani-3-min)-1,3-6eH30kca3ona;
5-[(5-meTokcunupuaMH-2-WI)METOKCH | -2-(2-MeTnnnupuanH-4-mi)-1,3-6eH30Kca3ona;
5-[(5-mMeTokcumupuanH-2-mI)MeTokcH |-2-(3-penokcudennn)- 1,3-6eH30Kkca3ona;
6-{5-[(5-MeTokcHTTUPHUINH-2-MIT)METOKCH |- 1,3-0€H30KCa30I1-2-1IT } -2-METHII-2, 3 - TUTHIPOTTA P Ia3HH-3 -

(5-MeToKCUIMPUINH-2 -1 )METOKCH |-2-(TTupraa3uH-3-mn)-1,3-0eH30Kkcazona;
(5-MeTokCUIMPUINH-2 -1 )METOKCH |-2-(TTupraa3uH-4-mn)-1,3-0eH30kcazona;
5-{5-[(5-meTokcunUpHUINH-2-WIT)METOKCH |- 1,3-0eH30KCa301-2-1i1 } - 1,2- TUTHAPOTTUPHUINH-2-0HA,
5-{5-[(5-meTokcumupuIUH-2-WIT)METOKCH |- 1,3-0eH30KCa301-2-1iT } - | -MeTHII- | ,2- TUTHAPOTIMPUINH-2-0Ha,
5-benmn-N-[2-(mupuaun-3-mn)-1,3-0en30kcazon-5-uil-1,3,4-okcaquazon-2-kapOoKcaMuia;
5-[(5-meTokcunUpUANH-2-WIT)METOKCH | -2 -(TupUMuAnH-4-11)-1,3-6eH30KCcazona;
5-[(5-6pommupuuH-2-m1)MeTOKCH |-2-(mupuanH-3-wmi)-1,3-0eH30Kca3ona;
5-(mmupuanH-2-UIMETOKCH )-2-(upuanH-3-uin)-1,3-6eH30Kcazona;
N-[2-(mupuann-3-nm)-1,3-6eH30Kcazoin-5-ni]- 1 -6eHzodpypan-S-kapOokcamMuaa;
2-pernn-N-[2-(mupunus-3-mn)- 1,3-0eH30Kca3011-5 -1l | TupUIUH-5-KapOoKcaMua;
N-[2-(mupuaun-3-1n)-1,3-6eH30Kca30-5-ui |-4-(MupuMHUIrH-2 -11) OeH3aMU 1A,
1-metnn-N-[2-(mupuaua-3-wmn)-1,3-6en3okcazon-5-nun]- 1 H-mupa3zon-4-kapOokcamuia;

5[
5[
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4-[(6-meTunmupasuH-2-wmwi1)okcH |-N-[ 2-(mupuanH-3-m)-1,3-0eH30Kca30-5-1m1 | 0eH3aMu1a;
4-(dbenoxcumetnin)-N-[ 2-(upunus-3-mi)- 1,3-6eH30Kkca3011-5-11 |OeH3aM 1A,
2-penokcu-N-[2-(mupuanH-3-un)-1,3-6eH30KCa3011-5-WI | THpUANH-3-KapOOKCaMHIa;
4-timano-N-[ 2-(mupuauH-3-mi)- 1,3-6eH30Kca30:1-5-1ui |0eH3aMuIa;
6-MeToKCU-N-[ 2-(upuauH-3-mi)- 1,3-6eH30KCca301-5-1iI | TUpUANH-2-KapOOKcaMuIa;
2-metun-N-[2-(mupuauH-3-mn)- 1,3-6eH30Kca301-5-ui |nupu AnH-4-KapOoKcaMuIa;
3-MeTokcu-N-[ 2-(mupuauH-3-mi)- 1,3-6eH30KCca301-5-1iI | TUpUANH-2-KapOOKcaMuIa;
4-metokcu-N-[2-(mupuanH-3-mn)- 1,3-0eH30kca301-5-11 |nupuauH-2-kapOokcaMua;
4-runpokcu-N-[2-(mupuanH-3-mn)-1,3-6eH30Kca30-5-mi | nupuauH-2-kapOoKkcamMuia;
3-meTokcu-N-[2-(upuauH-3-un)-1,3-06eH30Kca30m-5-mi|-1,2-okcazon-S-kapbokcamMua;
5-meTokcu-N-[2-(mupuauH-3-un)-1,3-0eH30Kca301-5-mwi | TUpuArH-3-KapOoKcaMuaa;
6-({[2-(1-meTnn-1H-nmpa3zon-4-mn)-1,3-6eH30KCca3051-5-NIT|OKCH | METHIT ) TUPUANH-3-0713;
5-[(5-meTokcumupasuH-2-mn)mMetokcu|-2-( 1-meTwn- 1 H-nupazon-4-mn)-1,3-06eH30kca3ona;
2-metokcu-5-({[2-(1-metun-1H-mupazon-4-un)-[ 1,3 Jokcazomno[5,4-b | mupuanH-6-1i1 | OKCH | METHII ) TUPa3H-
Ha,
3-{6-[(5-6pommupunuH-2-un)mMeTokcH |-[ 1,3 ]okcazomno[5,4-b|mupuanH-2 -1} TUpUINHA;
3-meTokcu-6-({[2-(mupuann-3-un)-[ 1,3 Jokcazomno[5,4-bmupunanH-6-1I|0OKCH } METHIT ) TUPUIa3HHA;
3-{5-[(5-meTokcHuTTUpHUINH-2-WIT)METOKCH |- 1,3-0€H30KCa30J1-2-1I1 } OCH30HUTPHIIA;
4-{5-[(5-MeToKCHITUPUANH-2-HT )METOKCH |- 1,3-0eH30KCa301-2-11 } OEH30HUTPHIIA;
5-(1-metun-1H-mmpa3zon-4-un)-2-({[2-(mupunun-3-mn)-[ 1,3 Jokcazono[ 5,4-b JnupuanH-6-1i1 |okcH } Me-
TWJ)TUPUINHA;
3-meTokcu-5-({[2-(mupunun-3-mn)-[ 1,3 Jokcazono[5,4-b JmupuauH-6-11|OKCH } METHIT ) TUPHIMHA;
4-metokcu-2-({[2-(mupunus-3-mn)-[ 1,3 Jokcazono[5,4-b |nupuIuH-6-11|OKCH } METHIT ) TUPUMHA;
2-({[2-(1-meTnn-1H-mmpazon-4-nn)-[ 1,3 ]okcazomno[5,4-b | mupuauH-6-11|OKCH } METIIT)TUPa3HHa;
[(3-{5-[(5-meTokcumMpUaNH-2-MT)MeTOKCH |- 1,3-0eH30KCa30I1-2-11 } PeHMIT)METHII | (METHIT )aMUHa,
(5-meTokcummmupuanH-2-mwi)MeTra N-[2-(mupunna-3-un)-1,3-0eH30kca3o-5-mi|kapbamara;
2-(5-MeTOKCUTTUPHUINH-2 -1T)-5-[(5-MEeTOKCUITUPUANH-2 -1 )METOKCH |- 1 ,3-0eH30KCa301a;
2-(1-6en30¢ypan-2-mi)-5-[(5-MeTOKCUITUPUAUH-2 -1 )MEeTOKCH |- 1,3-0eH30KCca301a;
5-[(5-MeToKCHTTUPUANH-2-HIT)METOKCH |-2-[ 6-(Tpud TopMeTHI ) T pUINH-3 -11)- 1, 3-0eH30KCca30a;
2-(1-6en30¢ypan-5-mm)-5-[(5-MeTOKCHITUPUANH-2-UT)METOKCH |- 1,3-0eH30KCca301a;
2-{5-[(5-MeToKcHITUPUANH-2-HT )METOKCH |- 1,3-0eH30KCa301-2-1J1 } XHHOJINHA,
2-[3-(0en3mnokcu)henm|-5-[(5-MeTokCUUpUIuH-2-11)METOKCH |- 1,3-0eH30KCa30a;
5-[(5-MeTOKCHTTUPUAMH-2 -MIT) METOKCH |-2-[4-(mupumunuH-2-un)penmn]- 1,3-0eH30KCca30:7a;
2-[(E)-2-(4-meToxcudeHmn)3TeHm | -5-[ (5-MeTOKCHITUPUINH-2 - W) METOKCH |- 1, 3-0eH30KCca30a;
5-metokcu-2-({[2-(mupumun-3-mi)-[ 1,3 Jokcazono[ 5,4-b JmupuaiuH-6-11 | OKCH } METHIT ) TUPUMHUTUHA,
6-({[2-(1-meTnn-1H-nmpa3zon-4-mn)-[ 1,3 Jokcazono[ 5,4-b]nupuauH-6-11|OKCH } METHIT) TUPUANH-3-aMHHA;
5-{5-[(5-ruppokcunmupuarH-2-MI)MEeTOKCH |- 1,3-0eH30KCca3011-2 -1 | -N-MeTHITHPUANH-2-KapOOKcaMuIa;
6-{6-[(5-meTokcunupuIH-2-mwi)MeTokcu]-[ 1,3]okcazomno[5,4-b|nupuanH-2-um } -2-Me TU-2, 3 - TUT U POTTH-
puma3uH-3-0Ha;
2-metun-6-({[2-(mupuaun-3-un)-[ 1,3]okcazomno[5,4-b|mupuauH-6-m1|OKCH | METHIT)-2,3-TUTHIPOTTAPHIA-
3HUH-3-0Ha,
2-{6-[(5-meTokcuUpUIUH-2-UI)MeTOKCH |-[ 1,3 ]okcazono[5,4-b|mupuanH-2-1i } mupa3uHa;
5-{6-[(5-meTokcunupuauH-2-mwi)Metokcu]-[ 1,3 ]Jokcazono[5,4-b JnupunuH-2-mi } -N-MeTHIApUIUH-2-Kap-
OOKCaMHM/Ia;
5-{5-[(5-meTokcumUpuUIIH-2-WIT)METOKCH |- 1,3-0eH30KCca30I-2- 11T} - | -MeTHII- 1,2 - TUTHPOTTHPa3HH-2-0Ha;
6-(6-{[5-(2-¢TOopaTOKCH)TMPHINH-2 -1 |MeTOKCH § -[ 1,3 Jokcazono[ 5,4-b JiupuanH-2-mn)-2-metun-2,3-1u-
THIPONUPHUIa3HH-3-0Ha;
5-metokcu-2-({[2-(mupunun-3-mi)-[ 1,3 Jokcazono[5,4-b JmupuauH-6-11 | OKCH } METHIT ) TUPUAUH- | -11i- 1 -
oJaTa;
3-{6-[(5-meTokcu- 1 -oxcunonupunuH- 1 -uii-2-mr)metokcu]-[ 1,3 Jokcazomno[ 5,4-b | mupuauH-2 -1 } TUPUINH-
1-uii-1-omara;
5-{5-[(5-meTokcunupuIuH-2-MIT)METOKCH |- 1,3-0eH30KCa3011-2-1IT } -2 -(METHIIKapOaMOWIT ) TUPHU I H- | -uii-
oJaTa;
(5-ruppokcurmupuanH-2-un)mMetud N-[2-(mupuaua-3-mn)-1,3-6eH30kca3on-5-mi|kapbamara;
5-merokcu-N-[2-(1-meTnin-6-0kco-1,6-murunaponupuaasun-3-ui)- 1,3-6eH30Kkcazon-5-1i | IupuIuH-2 -
KapOoKcaMHuna;
5-merokcu-N-[2-(1-MeTnin-6-okco-1,6-murunaponupuaasun-3-ui)- 1,3-6eH30Kkcazon-5-ui | IupuIuH-3 -
KapOoKcaMHuna;
4-metokcn-N-[2-(1-mMeTHi-6-okco-1,6-auruaponupunazut-3-mn)-1,3-6eH30kca3on-5-wui JnupuanH-2-
KapOoKcaMHuIa;
1-metnn-N-[2-(1-MeTmin-6-okco-1,6-auruaponupuaazui-3-mi)-1,3-6eH3okcazon-5-mi]-6-okco-1,6-nurum-
pormpuIa3uH-3-KapOoKcaMuIa,
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[(5-{5-[(5-meToKCcHTTMPHUINH-2-MT)METOKCH |- 1,3-0CH30KCA30JI-2- 1T } TUPUAIIH-3 -HIT)METHI | (METHIT )aMUHA;
6-{5-[(5-ruapokcumupuArH-2 -MI1)METOKCH |- 1,3-0eH30KCa3011-2 -1 } -2-MeTHII-2, 3 - TUT AP OTTU PUIA3UH-3 -

OHA "

N-(5-meTokcunupuauH-3-1mi)-2-(mupuauH-3-ui)- 1 ,3-6eH30Kca30I1-5-kapOoKcaMu1a;
WK ero papMaleBTHUECKH MpUeMIIeMasi COJlb.

18. Croco6 1o 1. 14, oTiHYaronIuiicss TeM, 4TO yKa3aHHOE HEHpoJereHepaTuBHOE 3a00JIeBaHUE MTPEICTaB-
nsieT coboit 6ose3Hs Xantuarrona (bX).

TLromane noa kpusoii (AUC)
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