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coenunenue Gopmynsl (I), wim ero apmameBTHYECKH MpUEMIIeMas COJb, IPUMEHHMOE B KauyeCTBE

aronucra TLR7, n conmepxamas ux (apmaneBTH4ecKasi KOMIO3UIMA. Takke MpPEemIoKeHBI CIoco0
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O0JacTh TEXHUKH

B maHHOM noOKyMeHTE pacKphITO mpousBogHoe mmupaaso[2,1-f][1,2,4]rpuasnn-4-amuHa wim ero Qapma-
MEBTHYECKU TIpUeMyIeMas Cojlb, IpUMEHUMoOe B kaduecTBe aronncta TLR7, u comepikamas ero ¢apmareBTaye-
ckas komnosumus. Taxke B TaHHOM JOKYMEHTE PAacKPHIT CIOCO0 JICUCHHS paka ¢ MPUMEHEHHEM MPOM3BOIHOTO
nmuaaszo[2,1-f][1,2,4]tpuasua-4-aMuHa wWin ero ¢GapMaleBTHUSCKA MPUEMIIEMON COJIM B KadeCcTBE aroHHCTA
TLR7.

IIpenmecTBYIOLIHI YPOBEHb TEXHUKH

Toll-mogo6ubie perienitopsl (TLRS) oTHOCATCS kK ceMeHCTBY narTepH-pacno3Haromux penentopoB (PRRs),
UTPaIOIINX KPUTHYECKYIO POJIb B PAHHEM BPOXKAEHHOM MMMYHHOM OTBETE 33 CUET BOCHPHUSITHS BEICOKOKOHCEP-
BaTHBHBIX MOJIEKYJISIPHBIX HNAaTTEPHOB Pa3JIMUHBIX MATOTCHOB (IIATOT€H-aCCOLMUPOBAHHBIC MOJICKYIISIPHBIC I1aT-
TepHbl, PAMP), a Takke 9HIOT€HHBIX MOJIEKYJISPHBIX [TATTEPHOB, aCCOLMMPOBAHHBIX C ITOBPEKACHUAMH (MOJIe-
KyJISIpHBIE NIATTEpHBI, aCCOLMUPOBaHHEIE ¢ moBpexaeHusmu, DAMP) (Barton, G.M. and R. Medzhitov (2002).
"Toll-like receptors and their ligands." Curr Top Microbiol Immunol 270: 81-92).

Jecsatp paznmuunbix TLR npoentudunmposans! y yenoseka. Cpean aux TLR7, TLR8 n TLRY, otHOCsIME-
ca K ogHomy moacemeiicTBy TLR Ha OCHOBaHMHM WX T€HOMHBIX CTPYKTYp, CXOXKECTH IOCIIEeIOBATEILHOCTEN U
SHAOCOMANBHON JoKanmu3arui. OHH WMEIOT OTpaHWYCHHBIN MATTEPH IKCIPECCHU, OTPAHNYCHBI KOHKPETHBIMH
TUMaMu UMMYHHBIX KJjeTok. TLR7 skcnpeccupyercss B B-kileTkax ¥ I1a3MOUMTOUAHBIX JEHIAPUTHBIX KIIETKaX
(ITIK); TLR8 skcrpeccupyeTcss B MOHOITUTAX W MUSIOUAHBIX NeHApUTHBIX KieTkax (M/IK) (Iwasaki, A. and R.
Medzhitov (2004). "Toll-like receptor control of the adaptive immune responses.”" Nat Immunol 5(10): 987-995).

Kpome Toro, nokazana akruBanus TLR7 w/unu 8 omHonenoueunoit PHK nmpuponHoro muranga, ©Muma3o-
XMHOJOHAMU (WM "MMHUXHMO-IIONO00HBIE" JIMTaH/ABl) M aHAJIOTAMU TyaHO3HWHA C Pa3IMYHOHN crienn(UIHOCTHIO.
AxruBanust TLR7 w/nnm TLRS BbI3bIBacT co3peBaHue AeHAPUTHEIX KieTok (JIK) n cexpenntio npoBocanuresb-
HBIX IUTOKMHOB (van Duin, D., et al. (2006). "Triggering TLR signaling in vaccination." Trends Immunol 27(1):
49-55). ITJI (turorokcuueckue T-mumpormter) 1 EK-KIteTkH (KJIETKH €CTECTBEHHBIC KWILICPHI) B JalTbHEHIIICM
AKTHBUPYIOTCS U NpoiudepupyroT B pesynbTrate ctumysinun JIK 3a c4eT HIUTOKHMHOB M aHTUTCH-IIPE3CHTAIINH.
Takum obOpa3om, cBoiicTBa aroHucToB TLR nexar B ocHOBE 3P PEKTUBHON CTPATETHH ISl CTUMYJISIITAN TIPOTH-
BooImyxosieBoro nMMmyHuTeta (Adams, S. (2009). "Toll-like receptor agonists in cancer therapy." Immunotherapy
1(6): 949-964).

Nmvuxumog (aroruct TLR7) ycrenHo MpuUMEHSIOT IS JISU€HUsT MHOTHUX TIEPBUYHBIX KOXKHBIX OITyXOJIeH U
KOXKHBIX METacTa3 B KadeCTBE €JHMHCTBCHHOTO IMPOTHBOOITYXOJEBOIO areHTa ¢ MMMYHOCTHMYIHUPYIOMEH CIo-
cobHocTthio (Stary, G., et al. (2007). "Tumoricidal activity of TLR7/8-activated inflammatory dendritic cells." J
Exp Med 204(6): 1441-1451., Aranda, F., et al. (2014). "Trial Watch: Toll-like receptor agonists in oncological
indications." Oncoimmunology 3: €29179).

B WO 2016023511 packpbITel COEIUHEHUS MUPPOIONUPUMHUANHA B KauecTBe aroHucta TLR7 nns neue-
HHSI IPOTHBOBUPYCHBIMH JIEKAPCTBEHHBIMH CPEICTBAMH.

B Hacrosiiee BpeMsi OOJbIIME YCHIIMSI HAalpaBieHbl HAa AOKIMHUYECKHE W KIMHUYECKUE HCCIIEOBAHMS
aronuctoB TLR s npotuBoomyxosieBoit Tepanuu. Takum 00pa3oMm, cymiecTByeT HEOOXOAUMOCTD pa3padoTKH
Oonee cubHBIX aroHUCTOB TLR my1st teuenus paka.

Kpartkoe onucanue n300peTeHust

HeoxxnmanHo aBTOpBI M300peTeHMs] OOHApYKWJIM, YTO TpPOW3BOgHBIE mMunaso[2,1-f][1,2,4]rpuasun-4-
aMHHA, PAacKPHITHIC B JaHHOM JOKYMEHTE, NEMOHCTPHUPYIOT 0Ojiee CHIIBHYIO arOHMCTHYECKYI0 aKTHBHOCTH B
otHomennn TLR7, B yacTHOCTH B ciydae, Korja Koisio A B ¢opmyie (I) m1omomHATETHHO HEMOCPEACTBEHHO
3aMEIICHO TeTEPOLMKIMIBHBIM KOJIBIIOM. ABTOPHI M300pETEHUS! TaKKe OOHApYXWJIHM, YTO pa3BETBICHHE all-
KWJIBHOHM TPYIIIBI B MOJIOKEHUH 2 MPOU3BOAHBIX MMUAazo[2,1-f][1,2,4]rpuazun-4-aMnHa HEOXKUIAHHO YITydIla-
€T arOHUCTUYECKYI0 aKTUBHOCTH B OTHOLIeHun TLR7.

B nepBom acniekre B JaHHOM JTOKYMEHTE PacKphITO coenuHeHune popmyisl (1)
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WK ero (papMalreBTUIECKU IprueMiieMast Colib, TIe

X mpencraBisieT coboit N;

L' npexcrasmsier co60it -(CR*R®) -, -O- wimi -S-,

IJIe M mpeAcTaBIseT co0oi gucio ot 1 1o 8§;

R*uR’s KKJOM CiTydae He3aBUCUMO TPEJICTABIISAIOT CO00M BoAopo I i -C|_galIKHIT;

R' npencramsier co6oii -OR ', -SR' wm -NR'R'®;

R'" u R' nesasucumo MIPEACTaBIAIOT c000i Bomopoa, -C galKWiI, aqKeHWT WIN aJKUHWI, IPAUYEM KaxK-
JIBIA U3 YKa3aHHBIX aJKHJIA, aJKCHUJIA WM aJKUHIJIA He00s3aTeIbHO 3aMEIICH OJTHUM, IBYMsI HJIM TPEMs 3aMec-
TUTEISIMH, BEIOPAHHBIMU W3 raynoreHa, -C; gajKkuiia, Heo0A3aTeIbHO 3aMEIICHHOTO R'®, qukioankuia, Heobs3a-
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TeNBHO 3aMeleHHoro R'S, reTepormkmia, Heobs3aTebHO 3aMemmeHHoro RS, apiia, Heo6s3aTebHO 3aMelIeH-
HOTO Rle, reTepoapuia, HeoOSI3aTeIbHO 3aMEIICHHOTO Rle, 3805 -Ole;

e R MPEACTaBIsAET COOOW TrajoreH, THApokcH, amuHO (-NH;), ankuimaMuHO, TUANKWIAMHHO WU
-C|_¢aKm1, HEOOS3aTENbHO 3aMEIECHHBIA raJIOre€HOM;

rae R' npencrasmsier co6oit -C_gallKuII, MUKIOATKII, TETEPOLHKIII, aPHI WIH TeTePOAPHIL, KasKIblil 13
KOTOPBIX HeoOs3aTebHO 3ameeH -C_4aTKUIOM WA TAIOTEHOM;

R' B K@ I0M Ciydae HE3ABHCHMO MPEACTABISIET co00il BOXOpo, okco, aMuHo (-NH,), alkuiaMiHo, IHa-
KHJIAMUHO, TAJIOTEH, TaoaKu, -C_gaJIKWII, TAIOAKOKCH, alTKOKCH, aTKEHWII, alIKHHUJI, ITMKJIOATKHIII, IIHKII0AII-
KEHWI, IIUKJIOATKUHII, TEeTSPOIUKIIMI, apWJI WA TETSPOAPUIT;

R? 1 R’ B kKa)I0M ciTydae HE3aBHCHMO MPEACTABISIOT CO60i BOAOPO MitH -C_ga IKII;

R* npencrasisier co6oii Boxopo, ranores, -C_galkil, aTKeHIT WIH ATKAHAT,

KoubIiro A mpezcTaBiseT cOO0H apiil WU TeTePOapHIT;

R’ mpencraBiser coGoil ramoreH, THAPOKCH, -Ci salKWiI, TaloaTKII, alKOKCH, TaloaTKOKCH, -OKCO- HITH
—C(:O)ORsa, rme R npecTaBIsieT co00i BOJOPO/, -C;_ga KT MITH TaIOATKIIT,

p npencrasisietr coboit uncno 0, 1, 2 wm 3;

L? npexcrasmsier coGoii mpsmyo cesizb, -(CR'RE),, -O-, -S-, -S(0)-, -SO,- mmm -NR%-, rae R? npencrasmser
co6oit -C_samkui, rae t mpencTaBiseT codboi ancio ot 1 1o §;

R u R® B kaxmom clydae HE3aBHUCHMO MPEICTABISIOT co00¥ Bomopon, -C, galKuil, adKeHWI, aJIKIHHHI,
TUKIIOAITKHI, [IUKIIOATKSHIJI, IIMKJIOATKHUHILIT, TeTEPOITUKITIII, apHJl MITA T€TEPOaAPHIT;

R® MIPEICTaBIsIET COO0M -NRGaR&’, -Cgankm, -C,_gamkeHn, -C, gaIKUHIJ, -ITAKIIOATKHI, TETSPOIHKITHII,
apwil WIH TeTepoapwi, INpUYeM KakAblii u3 ykazaHHBIX -Cjgankuna, -C,gankenuna, -C,gallKHHWIIA,
-IMKJIOATKUIIA, TETCPOIMKITIIIA, apUIIa WIIA TeTepoapriia He3aBUCUMO U HEOOSI3aTeIbHO 3aMEIICH OJTHUM, JIBYMS
MM Tpems 3amecTuTensamu R

R u R®® nesaBucumo MIPECTABISIIOT co00# Bomopo T witH -C;_galIKuT,

R® HesaBucuMo MpeaCcTaBIsieT co00il BOJOPOJ, TaJNOTEH, -OR%, -SR* _-NR®R®, -COR®, -SO,R%,
—C(:O)NR6dR6e nin -C | _galIKuJI, MpUYeM yKa3aHHbIN -C|_galIKiIT He3aBUCUMO M HEOOSA3aTEIbHO 3aMeIeH OJJHUM,
JBYMsI HIUIH TpEMst 3aMecTUTe sIMI R;

R% u R® HesaBucumo MIPEACTaBIAIOT co00# Bomopo, -C_gamku, -C,_galIkeHNII, TETEPOITUKITIIT HITH apwl,
TprYeM KKl M3 yKa3zaHHBIX -Cigankuia, -C, gaIkeHHUIIa, TETePOIMKIIAIIA WIA apuiia HeoOs3aTeIbHO 3aMe-
IICH OJIHUM, IABYMSI HJIH TPEeMs 3aMecTuTe sM R;

R B kaxaom cloydae HE3aBHCHMO MPEICTaBISIET COOOW BOJOPOJ, TaJlOTeH, —OR6h, -SRéh, -NRGhRGi,
—N(R(’h)C(:O)OR(’i, -C.gaKWIII, TETePOLMKIINIIL, apUI UK TeTepOapu, TAe R u R® nesarucumo IIPEACTaBIIIOT
coboii Boopo win -C_gal KT,

YKa3aHHBIH alKCHU MPEACTaBIsIeT COOOH YTIIEBOMOPOTHYIO TPYIITY, BRIOPAHHYIO W3 JTHHEHHOW W pas-
BETBJICHHOH YTJICBOJOPOIHBIX TPYIII, COIEpKAIUX O MeHbeh Mepe oqHy C=C nBoiiHyIO CBs3b H OT 2 J0 8
aATOMOB YTJIEPO/a;

YKa3aHHBIH aTKUHII THPEACTABISICT cO00¥ YIiIeBOIOPOIHYIO TPYIITY, BEIOPAHHYIO W3 JTHHEWHOW W pas-
BETBJICHHOH yII€BOAOPOAHOM Ipymmbl, coaepxaiieil mo Mensieit Mepe oqay C=C TpoiiHyto cBsA3b U OT 2 10 &
aTOMOB yTJIepOJIa;

YKa3aHHBIH ITUKIOATKHUI TPEICTABIIeT cOO0H YIIEBOMOPOIHYIO TPYIITY, BHIOPAHHYIO W3 HACHIIMIEHHBIX
MUKITUYECKUX YTIIEBOJOPOIHBIX TPYIII, COASPKAIINX MOHOITUKINYECKHE W OUIIUKINICCKUE W TPUIMKINISCKUE
TPYIIIBI U COJEPKaIuX OT 3 10 12 aToMOB yriiepona;

YKa3aHHBIH apui MpeACTaBIseT codoi heHum,;

YKa3aHHBIH TeTepoapmil IpeCTaBIsIeT COO0H TpyIITy, BHIOPAHHYIO U3:

5-, 6- WU 7-4JICHHBIX apOMAaTHYCCKUX, MOHOIIMKIMICCKUX KOJIEI, colepkKamux oT 1 10 3 rerepoaToMoB,
BBIOPAHHBIX M3 a30Ta, CEPBI U KHCIOPOa, TIPH 3TOM OCTANBHBIC WICHBI KOJIbIIA SBISIOTCS YIIICPOIOM;

7-12-4eHHBIX OMIIMKIUYCCKUX KOJICI, COAepKAIIUX OT 1 M0 3 rerepoaToMoOB, BRIOpAHHBIX W3 a30Ta, KH-
CJIOPOJia WUIH HEoOS3aTENFHO OKHCICHHOW Cephl B KA4eCTBE WICHA(OB) KOJBIA, MIPH 3TOM OCTAJbHBIC UJICHBI
KOJIBI[A SIBIIFOTCS YTJICPOJIOM, U TJIC MO0 MCHBIIE MEpPE OJHO KOJBIO SBISCTCS apOMATUYCCKHM U 10 MEHBIICH
Mepe OJIUH TeTepoaToM MPUCYTCTBYET B APOMATHUCCKOM KOJIBIIE; H

11-14-4neHHBIX TPUITUKINIECKUX KOJIEII, CoAepKamuX oT 1 10 3 reTepoaroMoB, BHIOPAHHBIX U3 a30Ta, KH-
cJIopoJia WM HEeoOsS3aTehbHO OKHCIICHHOW cephl B KadecTBE UJIeHA(OB) KOJbIA, NMPU 3TOM OCTAIBHBIC UJICHBI
KOJIbIIa SIBJISIIOTCS YTJIEPOJIOM, M TJIe TI0O MEHbBIIIEH Mepe OHO KOJIBIO SBISAETCS apOMAaTHISCKUM W 110 MEHbBIIEH
Mepe OJIMH I'eTepOaToOM IPUCYTCTBYET B ApOMATHUECKOM KOJIBIIE;

YKa3aHHBIH TETEPOIUKIWII MPENCTaBIsIET COO00H HeapoOMAaTHUECKYIO TeTepPONUKIMIBHYIO TPYIIY, COIEp-
JkKarryr ot 1 10 3 reTrepoaToMOB, BRIOPAHHBIX M3 a30Ta, KUCIOPOJa MU HEOOs3aTeIbHO OKUCICHHOM Cephl B
Ka4eCTBE YICHOB KOJIBIA, IPH 3TOM OCTAJBHBIC WICHBI KOJbBIA SBITIOTCS YTICPOIOM, BKIOYAS MOHOITUKIIAYC-
ckuil 4-9-uneHHsli rereporukani, 5-20-4IeHHOEe KOHASHCUPOBAHHOE KOMBLO, 5-14-uIeHHOE COETUHEHHOE MOC-
THUKOBOH CBSI3bI0 KOJBIO U 5-20-4JIeHHOE CIIUPOKOJIBIIO;

YKa3aHHBIH IMKIIOATKECHI TPEJCTABISIET COO0OH HEapOMATHUUCCKYHO IHKIUYCCKYIO alKWIBHYIO TPYIILY,
conepxairyto ot 3 10 10 aToMOB yriepoia, UMCIOIIYI0 OJJHO MM HECKOIBKO KOJel U OT 1 10 2 NBOWHBIX CBsI-
3ei;
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YKa3aHHBIN [UKIOATKUHUI MPEACTABIACT COO0M HEapOMAaTHUCCKYI0 MUKIOANKIIBHYIO TPYIITY, COACpIKa-
uyto oT 5 10 10 aToMOB yriiepo/ia, IMEIOIIYIO OJTHO MM HECKOJIBKO KOJIELl U OJJHY TPOHHYIO CBSI3b;

YKa3aHHBIH aJIKHJIaMUHO TpeacTaBisieT coooi -NH(-C_gamkmn);

YKa3aHHBIN JHATKAIAMIHO TpencTaBisieT co0oit -N(-C_gankn),;

yKa3aHHBIH TalT0aKWI MPEACTaBIseT co00if -C | _gaIKMIbHYIO TPYIILY, B KOTOPOH OIHMH MK Oojiee BOJOPO
3aMeIIeH aTOMaMH T'aJloTeHa; 1

YKa3aHHBIN alKOKCH MpeAcTaBisieT co00i -C gaIKUIIBHYIO TPYIITY, MIPUKPEIUIEHHYIO K POAUTEIBCKON MO-
JEKYISIPHOU TPYIITIE Yepe3 aTOM KHCIOPOa.

Ompenenenue X.

B HexoTophIX BomomeHusIX X npeacrasisieT codoit N.

Onpenenenme L'

B HEKOTOPHIX BOILUIOMICHUSIX M MpPEACTaBIsIeT cCO00H ncio oT 1 1o 5, wim uncio ot 1 1o 3 wim umcio 1.

B HekoTOpHIX Bomtomenusx L' npencrasnser coboit -CR*R"-, -O- umn -S-, rae R* u R® B kaxmom ciydae
HE3aBHCHMO TPEJCTaBIseT coboii Bogopoa miH -Csankun. B apyrux Bommomennsx L' mpeacrasmser coGoit
—CRaRb-, rae R* u R’ KKJOM CIydae HE3aBHCHMO TPEACTABIIOT co00¥ Bogopoa win -C_gaiakui (peamnod-
THTenbHO -C)_4alIKiI, GOJiee MPEAOYTHTENBHO MeTH). B HeKoTOpsIX BomIomeHmsx L' mpexgcrasmsier co6oit
-CH,- mmu -CH(CHj3)-. B apyrux Bommomenusix L' npencrasisier co60ii -CH,-.

OrnpenencHue R'.

B Hekoropbix Borwomenusx R' mpexcrasmser coboit -OR'™ mm -NR™R'®, rme R™ u R' onpenenensr
dbopmymoii (I).

B HEKOTOPBIX BOIIOLIEHUSX R! MpeJICTaBIsICT CO0OM -OR" umm —NRlaRlb; riue Rla, R'® nezaBucumo npea-
CTaBIAIOT 000 Bomopon, -Cj gankmn win -C, gallKeHII, KXKIBIA U3 ykazaHHOTO -C;galKuiia HeoOsI3aTeIbHO
3aMEIICH OJHHUM, BYMs WM TPEMs 3aMCCTHUTEIISIMU, BHIOPAHHBIMU U3 TETEPOIMKIINIA, HEOOS3aTCIFHO 3aMe-
IEHHOTO Rle, apuia, HeoOsI3aTeIPHO 3aMEIIICHHOTO Rle, CH;-(OCH,CH,),- (e n mpeacraBiser coOO0U YUCIO
ot 3 1o 10, mpeano4TuTeNsHO OT 4 A0 8, OoJiee MPEANOYTUTEIHHO OT 5 10 7) Win -Ole;

rme R'® MIpeACTaBIsAeT coOol rasmoreH win -C_caJIKII, Heo0sA3aTenbHO 3aMEIeHHBIN TaJlOTEHOM;

rae R npencraBiser coGoii -C_galIkn1, apuil WM TeTepOapHIl, KaX/IbIii U3 KOTOPBIX HEOOS3aTENBHO 3a-
MerieH -Ci_4aTKAIoM HITH TaJIOTEHOM.

B HEKOTOPBIX BOIUIOMICHUSX R! MIPEICTaBIsAET COOOM —ORla, re R'® npeacTaBisieT coboit Bogopos. B He-
KOTOPBIX BOTUIOIIECHHUSX R! MIPEICTaBISET COOOM —OR“‘, e R npencraBiseT coooi -C_gallkui, Heo0sM3aTeNbHO
3aMEIICHHBIA OJHUM, IBYMS WJIH TPEMs 3aMECTHTENSIMH, BEIOpaHHBIMHU U3 ranorena, -C,_gajknia, Heo0s3aTelb-
HO 3aMemenHoro R'S, mukmoanknia, HeoGA3aTENBHO 3aMeIIeHHOT0 R'S, TeTepormKiiia, HeoOsI3aTenbHO 3aMe-
mennoro R'S, apuna, HeoGs3aTenbHO 3amernennoro R'S, retepoapua, HeobssaTensHo 3amementoro R'S, CHs-
(OCH,CH,),- (rae n mpezcTaBisier coboii uncio 3 g0 10) mwm -OR", rae R' u R'f onpenenensr dopmymnoii (I).

B HEKOTOpBIX BOIUIOIIEHUAX R MpeJICTaBIsIeT OO0t -OR"™ rze R™ MpEJCTaBIsCT cO00I He3aMEIICHHBIH
C,sankmr. B mexotopsix Bomtomenusx R' mpeacrasiser coGoit -OR™, rae R'™ sBnsercs npsamsiv. B HexoTo-
pix Bomomenusx R' npexcrapmser coGoit -OR'®, rie R'™ npencrasnser cooit passersinennsiii -C;_gankun. B
HEKOTOPBIX BOIUJIOIIEHUSIX R! MpeCTaBisieT co0oi -OR", rze R™ MpeCTaBIsIeT cO0OW pa3BeTBICHHBIN
-C|_gaJIKWII, IPEATTOUTHTENBHO -Cy galIKWII, T Pa3BETBICHHBII 3aMECTUTEIh HAXOIUTCS B alb(a-TI0I0KESHUH 110
OTHOIIICHHIO K aTOMY KHCJIOPOJIa, BKIII0Yas 0e3 orpaHndeHu OyTaH-2-1Jl, IeHTaH-2-WI, TeHTaH-3-1JI, TeTTaH-2-
W1, TeNTaH-3-WuJl, TeNTaH-4-1I, OKTaH-2-W, OKTaH-3-WUJI, OKTaH-4-UJI WM OKTaH-5-wiI. B HEKOTOPBIX BOTLIOIIE-
ausax R' mpescrasisier coGoil METOKCH, STOKCH, POIIOKCH, GYTOKCH, MEHTOKCH, TeKCOKCH, TeIITOKCH HITH OKTOK-
ci. B HEKOTOpBIX BOIUIONICHHAX R' MpEIMOYTHTENHHO MPEACTAaBIAET COOOM MPOMOKCH, H3OMPONOKCH, H-
OyTokcH, U300yTOKCH, OyTaH-2-HIOKCH (BTOP-OyTOKCH), IEHTaH-2-MIIOKCH, TIEHTaH-3-WIOKCH, 2-METHIIOYTOKCH,
TenTaH-2-UJIOKCH, TeNTaH-3-UIOKCH, TeNTaH-4-UI0KCH, OKTaH-2-UJIOKCH, OKTaH-3-MJIOKCH, OKTaH-4-UIOKCH WIH
OKTaH-5-WJIOKCU. B HEKOTOPBIX BOILIOLIEHUSIX R TpeJCcTaBIsIeT co00H H-OYTOKCH, OyTaH-2-HIOKCH (BTOP-
OyTOKCH), MEHTaH-2-WIOKCH, MMEHTAaH-3-WIOKCH, TeNTaH-2-MIOKCH, TEeITaH-3-WIOKCH, TeNTaH-4-MIOKCH, OKTaH-
2-UIJIOKCH, OKTaH-3-UJIOKCH, OKTaH-4-HJIOKCH WIIK OKTaH-5-HIIOKCH.

B HEKOTOPHIX BOILIOIIEHUAX R! TIPEICTaBISAET COOOM —OR“‘, rIe R"™ npeacraBisieT coboit -C_gamkui,
MPEamouTUTENBHO -Cy_s-aJIKMII, YKa3aHHBIA aJKII 3aMelleH oT | 1o 3 rajoreHamu, Hampumep, GTopom.

B HEKOTOPHIX BOILIOIIEHUAX R! TIPEICTaBISET COOOM —OR“‘, rIe R"™ npeacraBisieT coboit -C_gamkui,
PEANOUTHTENBHO -C;3a/IKIII, YKA3aHHBI ATKWT 3aMeIleH [HKIOATKIAIOM, Heo0S3aTebHO 3aMeleHHbIM R,
reTePOLMKIIAIOM, HeoOsS3aTebHO 3aMemeHHsIM RS, apiiom, HeoGs3aTenbHo 3aMereHHsM RS, wim retepoa-
prIIOM, HeoGs3aTenbHo 3amerernbM R 'S, rae R' onpenenen dopmyioii ().

B HEKOTOpPBIX BOILIOLIEHUSIX R' MpEeJCTaBIsCT cO0OM —ORla, rre R™ mpeacTaBiser coboit -Ci_galkui,
IOPEIOYTUTENHFHO -Cy_3allK/I, YKa3aHHBIN aJTKHIII 3aMEIICH TeTepOapuioM, HAPUMEp, OT 5- 10 6- YICHHBIM Te-
TEPOAPUIIOM, COJACPKAIIUM OJIUH, IBA WIA TPHU IeTepOaTOMa, BBIOPAHHBIX M3 KHCIOPOJA, a30Ta WU HeoOs3a-
TENBHO OKHUCICHHON Cepbl B KAa4eCTBC YWICHOB KOJIbIA, YKAa3aHHBIA TeTepoapwyl HEOoOs3aTeIbHO 3aMEIICH
-C|.IKUIIOM, TIPEANOYTHTENBHO -C|_4anKuiioM, OoJiee MPEAIMOYTUTESIFHO METHIIOM. B HEKOTOPBIX BOILIONICHH-
X, TeTEPOAPUIT TPEACTABISACT COO0I MUPUAMHIII WK UMHUIA30IMI WM U30KCa30II. B HEKOTOPBIX BOILIONIE-
amsix R' mpencrasisier co6oit mupumua-3-niMeTokeH, 2-(1H-HMua3oi-1-1m1)3ToKeH 1 (5-MeTHIH30KCa3071-3-
WJT)METOKCH.
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B HEKOTOpBIX BOILIOLIEHUSIX R' MPEJCTaBIsCT CO0OM —ORla, rre R™ mpeacTaBiser coboit -Ci_gallkui,
npeanouTuTenbHo -C)3alKiil, yKasaHHBIH ankiil 3aMereH GeHmIoM. B HekoTophix Bommomtennsx, R' mpex-
cTaBisieT co00# 2-heHITOKCH W 3-(EHMIITPOIIOKCH.

B HEKOTOPHIX BOILIOIIEHUAX R! MIPEICTaBISAET COOOM —OR“‘, rIe R"™ npeacraBisieT coboit -C_gamkui,
MpeanouTUTENbHO -C | 3alK1I, YKa3aHHBIA KWl 3aMelleH -Ole, re R'f npeacTaBisieT cooon -C_gallkuiT WIn
denmn. B HekoTopsix Bormmomennsx R' mpexcrasisier co6oii 2-METOKCHITOKCH WITH 2-(eHOKCHITOKCH.

B HEKOTOPHIX BOILIOIIEHUAX R! TIPECTaBISET COOOM —OR“‘, rIe R"™ npeacraBisieT coboit -C_gamkui,
npennouTuTebHo -C_samknn, ykazaunabiid ankwmn 3amenied CH;-(OCH,CH,),-, rae n npencTasisier coboit 9nucio
ot 3 no 10, mpennoututenbHo 3 wiu 4 uinu 5. B HEKOTOPBIX BOIUIOMICHUSIX R' npejacrasisger coboit 2,5,8,11-
TeTpaoKcaTpuaeKkaH-13-umoxcu.

B HEKOTOpPBIX BOILIOLIEHUSX R' IpeJICTaBIsIeT co00M —ORIa, roe R™ npecTaBisieT coboii -C, gaTKeHILT;
npeanoututensho -C, anKkeHmn; Hanbomee npeanoururensho -Cy qankennn. Hanpumep, R' mpencrasmnser co-
0011 OyT-3-CHUIIOKCH.

B HexoTOpHIX Bomnomenusx R' npeacrasiser co6oit -NR"™R'™, rge R"™ u R" kamp1it IIPEACTABIIAIOT CO-
601 Bomopoxa wiH -C|_galIKiI, MPEANOITUTENBHO -C | ¢alIKWUJ, YKa3aHHBIM AJTKWUJI HEOOsS3aTeTbHO 3aMEeIIeHHBIN
OJTHUM, IBYMS WJTH TPEMS 3aMECTUTEIISIMH, BEIOPAaHHBIMU U3 TajioreHa, -C _gallkuiia, Heo0s3aTenbHO 3aMeIeHHO-
ro R, muknoankmma, Heo6s3aTeIbHO 3aMeIIeHHOT0 R'S, TeTepoIuKiINia, HeoOsI3aTeNbHO 3aMeIeHHOro R'S,
apuia, Heobs3aTelbHO 3aMeleHHoro R'S, win rerepoapmina, Heobs3aTenpHo 3amermenroro RS, rae R'® mpen-
craBisieT cob6oit -C_¢amkui, HalpuMep, METHIL.

B HekoTOphIX BOIUIOMIEHUSAX R MIPEICTaBISET cOOOM -NR"R'", rge R" MIpeCTaBIsgeT co00i BOIOPOA, U
R™ npecTaBIseT coOoi IPAMOil WK pasBeTBiIeHHsI -C _gankun. B HexoTopsix Bomnomenusx R' mpencraps-
et co6oii -NR"R', rpe R"® MpeaCcTaBIsIeT cO00M BOIOPOI, R' mpeJCcTaBiIsieT co00i pa3BeTBICHHBIN -C;_gaIKulL,
MPEIOYTUTENHEHO -CygalIKWJI, TJC PA3BETBICHHBIA 3aMECTUTENh HAXOAUTCS B alb(a-MoJI0KCHHHA B OTHOIICHUU
aToMa KHCIOpOa, BKIIoYas 0e3 orpaHHYcHU OyTaH-2-WJl, ICHTaH-2-MJ, ICHTaH-3-1JI, TeNTaH-2-WI, TeNTaH-3-
WJI, TeNTaH-4-wm1, OKTaH-2-M1JI, OKTaH-3-MJI, OKTaH-4-HJI UJIH OKTaH-S5-UJI.

B HEKOTOpPBIX BOILIOMICHUSX R! npeacTaBisaeT coboit OyTmmaMuHo, N-OyTHII-N-MeTHIaMHUHO WIIA H30TIEH-
THJIAMHHO.

B HEKOTOpBIX BOILIOMICHHSIX R' HEOGs3aTEIbHO YACTHYHO HIIM MONHOCTBIO ICHTEPHPOBAH, T.C. OMH WIH
Oomee BOJOPOI, CBA3AHHBIN C YTIEPOAOM, B ONIPEACTICHUHN R', samemen ogunM nitu Goree JieTepueM.

OrnpenencHue R®uR>.

B HexkoTOphIX BOIUIOLIEHHUSAX R’uR’s KKJIOM cllydae He3aBHCHMO TPEICTABIISIOT cOOOH BOAOPOJ WIIH
Csankui, npeanoutuTensHo Ci gaidkuil. B HEKOTOPBIX BOIUIOMICHHUSX R* u R® 06a MPEJICTABISIIOT COO0H BOIO-
pox.

Onpenenenne R,

B HekoTophIX Bommomenusax R mpexcrasmser co6oii Boxopoy.

Onpenenenne R’.

B HEKOTOPHIX BOIUIOMIEHHSAX R’ mpencraeiser coboif ramoren, ruapokcu, C,gamki, ramoCigalkKu,
C,sankkokcH, rajoC; gaIKKOKCH HIH —C(:O)ORsa, rie R*® npencraBiseT coboit Bogopon, C.galKWI WK Ta-
110C | _galTkuiI; ¥ p TpeacTaBisier coboit uncio 0, 1 wmm 2.

B HEKOTOPHIX BOILIOMICHUIX R’ npeacTaBisieT coboii ranoreH, C_zankui, ranoCi_sankw, Ci_3aIKOKCH HITH
ranoC_gaIKKOKCH. B HEKOTOPHIX BOILIOMIEHHSX R’ mpeacTaBisieT co00i METHII, STIII, MPOITHII, METOKCH, 3TOK-
CH, TIPOTIOKCH, M30IPOTOKCH, TPHPTOPMETOKCH WX TPUGTOPMETHII. B HeKOTOpHIX Borwronennsx R’ mpeacras-
JISIET COOOM METHIT.

B HEKOTOPHIX BOILUIOMICHUSIX P MPEJCTABISICT COO0M Yucio 1.

B HEKOTOpBIX BOTUIOICHUSAX R® u L*-R° naxomsirest B OPTO-TIOJNIOKEHUH Ha KOJIbLIE A.

Ormpenenenue koabua A.

B HEKOTOPHIX BOIUIOIICHUSIX KOJBIO A MPEACTaBIsAeT cOO0U (heHHII.

B HEKOTOPBIX BOILIOMICHUSX KOJBIO A TpPEJCTaBISICT COOOU 5-8-, MPEAMOYTHTEIBHO 5-0-UICHHBINA TeTe-
poapuIt, comep Kaliii O1H, Ba WIH TP reTepoaToMa, BRIOPAHHBIX U3 KUCIOPOJA, a30Ta MWW Heo0s3aTeIbHO
OKHCJICHHOH CEephl B Ka4eCTBE YICHOB KOJbIIA, MPEANOUYTHTEIHLHO S-6-4JICHHBIN TeTepoapuil, COAep Kaluil 0IuH
WM JIBA aTOMa a30Ta B Ka4eCTBE WICHOB KOJIbIIA. B HEKOTOPHIX BOIUIOMICHHSIX KOJBIO A MPENCTaBIsSET OO0
TMTUPHUTAI, HATPUMEp, TUPUAUH-2-WI1, TUPUAUH-3 -1, TUPUIUH-4-1I1, TUPUAUH-5-WIT WIH TAPUAWH-6-1J1, TIPE]I-
MTOYTUTENILHO MTUPUIUH-2-WIT WIH TUPUANH-3-WI. B HEKOTOPHIX BOIUIOMICHUSX KOJBIO A TPEICTaBISIET OO0
nupazonui, T.e. 1 H-mupazon-4-nm.

B HEKOTOpBIX BOIUIOLIEHUSX KOJBLIO A TpencTasiseT coboit 1,2,3,4-TeTparnapon30XnHOINHII, HalpH-
Mmep, 1,2,3,4-TeTparugpou30XuHoNIuH-6-u1 unu 1,2,3,4-TeTparuipon30XuHOINH-7 -1

Ormpenenenue L>-R®

B HexoTophix BomtomeHusx L mpencraBnseT co0oi mpsimyto cBs3k, -(CH,),, -O-, -S-, -S(0)-, -SO,- win
—NRd—, rae R¢ npeacTaBisieT coooi -Cy_qalkmi, Tae t mpeacTaBiseT codoi uncio oT 1 10 8, mpennoYTHTENEHO
ot 1 0 5, 6osee nmpenmouTutenbHo 1 win 2 win 3; u R¢ MpeICTaBIseT co00M -C_gaIKuIl.

B HEKOTOPHIX BOILIOMIEHUSIX L’ mpeacTaBiseT coboit npsamyro csa3b -CH,-, -CH,CH,-, -CH,CH,CH,-, -O-
WIN -NRd—, e RY npencraBisier codor -C_calku, mpeanodTuTensHo -C 4aiukui, 0oJjiee MPeanoYTHTEIHLHO
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METHIL.

Onpenenenne L>-R’, rie L npencrapnser co6oi —(CRng)l, u R® npejicraBiser coGoii reTepOLMKIIIL.

B HekoTopsIx Borromenmsix L? mpencrasimser coboit -(CRRE)- (rae t, R' u R onpenernetsr opmyioit
(1)), npeamoururensho -CH,- mmn -CH,CH,-, 1 R® npezcraBmsier coGoii TeTepOLHMKINII, HeoOsM3aTENbHO 3aMe-
IICHHBI OXHIM MM ABYMs 3amecTuTemsimu R, rae R onpenenen dopmyioii ().

B HExOTOpBIX BOIUIOLICHMSIX T€TEPOLMKIINI, TAKOW Kak R®, sBrsteTCst MOHOLMKIIYECKHM. B HEKOTOPBIX
BOIUIOMICHUSAX TETEPOLUKIIII SBISIETCS OMINKIMYECKUM. B HEKOTOPBIX BOIUIOMIEHHUSX T€TEPOIMKIINI HACHIIICH.
B HEKOTOPHIX BOIIOMIEHUSIX TETCPOLUMKIIII MIPECTABIACT cO00 5-8-ulleHHOe HACKIIIIEHHOS MOHOIUKIINIECKOE
KOJIBITO, COJepIKAIIee OJMH, IBA WIIM TPU TETEPOATOMA, BRIOPAHHBIX U3 KHCIOPOJA, a30Ta WM HEOOs3aTeIbHO
OKHCIICHHOH cephl B KAYECTBE WICHOB KOJbIA. B HEKOTOPBIX BOILIOMICHUAX T€TEPOLUKIHI IPEACTABISACT COOOM
5-, 6-, 7- unu 8-WICHHOE HACBIIICHHOEC MOHOIIUKIMYECKOE KOJIBIIO, COJIepIKaIlIee OJIUH, JIBa WM TPU reTepoaTo-
Ma a30Ta B KAYECTBE WICHOB KOJIBIIA.

B HEKOTOPBIX BOIUIOMICHHAX TeTEPOIMKINI, Takoi kak R® mpencrasiser co6oil mUppomuanHm (HampH-
Mep, TUPPONUAMH-1-WII, TUPPOIUINH-2-UII, THPPOIUIANH-3-WIT), MANCPUINHII (HATIPUMED, MHICPUIIH- -1,
MUTIEPUIUH-2-WI, THUNCPUINH-3-WI, THICPUANH-4-UJ, THNEPUANH-5-1), Tpuazonwn (Hampumep, 1H-1,2,4-
TpHa3oi-1-ni), azemanun (Hanmpumep, a3ernan-2-uj, a3enan-3-wi, a3ernman-4-uj, a3enaH-5-wr), Tunepasuaui (Ha-
puMep, MHIepa3uH-1-ni, munepasuH-2-wi, TUIepa3uH-3-wi) Win MophoIMHO. B HEKOTOPHIX BOIIIOMICHHSIX
TeTePOIMKINI MIPEACTABIACT cO00H OWIMKIMYECKOe KOJBIO, COAEpIKallee OIWH, IBa HIM TPH TeTepoaToMa,
BBIOpPaHHBIX M3 KHCIOPO/a, a30Ta WM HEO0S3aTeIFHO OKUCICHHOM Cephl B KaU4eCTBE WICHOB KOJbIa. B HEKOTO-
PBIX IpUMeEpax, TeTePOLUKIINII peAcTaBisieT coboit (1S,4S)-2,5-mna3zaburmkino[2.2.1]renran-2-wi. B Beimeyka-
3aHHBIX BOILIONICHHMSX, TETEPOLMKIII, Takoil Kak R®, MOMOTHHTENbHO HEOOA3ATETBHO 3aMEIICH OJHHUM WITH
JIBYMs 3aMECTUTEIISIMU R* B HEKOTOPBIX BOIUIOIIEHUAX R% npeJcTaBisieT co0oi —NR(’dR(’e, —COR(’d, -OR® um
-C_salIKIJI, HeoBsI3aTeIbHO 3aMeleHHbIi ruapoken, rae R® u R nesaBucnmo mpencraBisior coGoil BOLopox
i -Cygankun (mpeanodTuTenbHo -Ci;alKumn) Wid (eHwI, TIe YKa3aHHBIA alKWiI HeO0OsS3aTeIIbHO 3aMEIICH
NH,-, alKHIaMHHO WM JHAIKHIAMIHO. B HekoTOphIX Bommomennsx R mpencrapiser co6oit aMUHO, THMETH-
JNTaMHHO, 2-(IMMETHIAMHHO)AIeTII, METII, 3-THAPOKCHIIPOIHI WIH (EHOKCH. B HeKOTOPBIX BOMIOMCHMIX L
npezcrasisier co6oit -CH,-mmu -CH,CH,-. B HekoTopbix BommomeHnsix R® mpencraimsier coGoii MHppPOITHIHH-
1-un, MopdonuHO, NHIEePUANH-1-UN, 4-MeTHITHUNEepa3wH-1-ui, munepasuH-1-wi, nunepuauH-4-mn, 4-(2-
(maMeTtnmamuHO )arieTrn)nunepasud-1-un, (1S,45)-2,5-aunazabunmkino[2.2.1]rentad-2-ui, 4-aMUHOIHATIEPUINH-
l-un, 3-(IUMETWIAMHHO )TUPPOIUANH-1-1n, 4-peHokcummunepunun-1-un, 1H-1,2,4-tpuazon-1-un, 4-(3-
THIPOKCUIPOIIHI ) TUTIepa3uH- 1 -1 WM TUIEePUINH-3-HI1.

B Hekoropeix Borwtomennax L*-R® npeacrapmster co6oit muppomuans- 1 -HiMeTit, MOpdOTHHOMETHII, ITH-
HNepUINH- 1 -uaMeT, (4-MeTHIHIepasiH-1-ua)MeTn1, nunepasut-1-uiMeTni, nunepuans-4-mwimerm, (4-(2-

(mumeTunamuHo))anetwi)nunepasut-1-wi)metwn,  (1S,4S)-2,5-auazabunukio[2.2.1]renran-2-wiMetwn, — 2-
(mppomuanH-1-mn)atun, (4-aMUHONMNEpUIUH-1-mm)MeTr, (3-(IMMETHIaMUHO ) TPPONUANH- 1 -mn)MeTwn, (4-
(heHOKCHUTTUIIEpUANH- | -HIT)METHII, (1H-1,2,4-tpuazon-1-um)meru, (4-(3-ruppoKcUnpOnHII)TUnepasuH-1-

WI)METHI WM MTUNCPUINH-3-FIIMECTHIL.

Onpexnenenne L*-R®, rae L? npencrasiser coboit -(CR'RE), n R® npencrasmsier co6oii -NR*¥R®.

B HekoTopsIx Bormromenmsix L’ npencrasimser coboit -(CRRE)- (rae t, R' u RE onpenernens: opmyioit
(1)), npexmoururensro -CH,- i -CH,CH,- u R® mpexncrasmsier coboit -NR®R®, re R® u R® onpenenenst
dopmyoii (I). B Hekotopsix Bormmomennsx L? mpeacrasiser co6oii -(CH,)- (rae t mpecTasmsier coboil Ynciio
ot 1 mo 8, mpennoututensHo oT 1 1o 5, 6onee mpeanouturensHo 1, 2 wnu 3), npeanouyturenbHo -CH,- wn
-CH,CH,- u R® IpeJICTaBIsIET coOOU —NR("‘R("’, rie R u R® mesaBucumo MPEJICTABIISIIOT CO0O0M BOIOPOIT ITH
C_sankui, npeanoutTuTesbHo C_qalIkuil. B HEKOTOPBIX BOILIOIIEHUSIX L%-R® MPEJCTABISIIOT COO0M aMHHOMETHIL.

Ormpenenenue LZ-R(’, rae L? MpeJCTaBIsIeT COOOM MPSIMYIO CBS3b, U R° npeacTaBisieT coboit -Ci_gallKuI,
-C,.gankeHmt uiu -C,_ga IKMHIIL.

Ormpenenenue L2-R6, rme L? npeacrasisier coboi -O- wim -NRd—, u R® npencraBisier coboit -Ci_gamKu,
-C,_gankenn, -C,_ga IKUHIII, TETEPOIIUKIII, apUJI WIH TeTEPOapuIL.

B HekoTopeIx BomomeHusX L mpencrasiseT coboit -O-, u R® npeacTaBisieT coboit -C_ga KW WK TeTe-
POLMKIIHI, TIe yKa3aHHEIHA -C_gaIKiil M TeTePOLMKINT HeoOs3aTe bHO 3aMEIIeHE OJHIM WiH aByMs R*. B
HEKOTOpBIX Bommomennsx R® mpexcrasmsier co6oit -C; sankmn, -NRR® u -COR®, rae R® u R® Hezancnumo
MIPEeNCTaBIIOT coboit -C | gamkui (MpearnodTuTenbHo -C i 3alKiT), HeoOs3aTebHO 3aMeneHHbI NH,-, ankuma-
MHHO HIIH IMATKAIaMHHO. B HekoTophix Bormmomennsx L*-R® mpencrasisier co6oif 3-(METHIAMHHO)IPOIOKCH,
3-(AMMeTHIAMUHO )TPOTIOKCH, 3-(AMATUITAMHHO )TIPOTIOKCH, 2-aMHHO3TOKCH, 3-(mumeTHIaMuHO)-2,2-
JUMETHIINPOIIOKCH, METOKCH, 2-(METHJIaMHHO)ITOKCH, 2-(N-MeTHIaneTaMuI0)3TOKCH, 3-(TIMnepuaus-1-
WIIPONoKcH, 3-MopdonuHOnponokcy, 3-(mupponuanH-1-mwnnponokcy, 3-amuHomnporokcd, (1R,5S)-8-
a3abunukio[3.2.1]okTaH-3-MI0KCH, MUNEPUTUH-4-UITOKCH, (1R,5S)-8-3TH-8-a3aburnmkio|3.2.1]okran-3-
WIOKCH, |-3THIMHPPONUIANH-3-MIOKCH WIH THPPOTHINH-3-UIOKCH.

B HEKoTOpBIX BOIUIOIIEHUAX L? MPEJCTABISACT COOO0I -NRd-, rae R MpeacTaBisieT coboit -Cy_ganKii, u R®
npezactaBisier coboit -C_gankmi, -C) gankeHun uin -C, gaIKHHWI, KaKABIH U3 KOTOPBIX HE00A3aTEILHO 3aMe-
IIEH OJIHUM WJIH IBYMSI R*. B HEKOTOPBIX BOILJIOIIEHUSIX R* npencTaBisieT coooi -C_galIKIIT Ui NR*R®, rue
R 1 R HesaBmcuMo mpencraBisier coGoii -Cygankun (mpeanodTuTensHo -Csalkin). B HEKOTOPBIX BOILIO-
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menmsix L*-R® npencrapiser co60it (2-(XMMETHIAMIHO )3 THIT)( METHIT)aMUHO.

Onpenenenne L>-R®, rie L” npeacrasiser co6oii mpsMyio cBsasb, 1 R mpeacraBiser co6oil MKIOANKH,
TeTEePOINKIII, apWJI WIH TeTEPOapHIL

B HEKOTOpBIX BOIUIOLIEHUIX L? MIPEICTaBISAET COOOH MPSAMYIO CBSI3b, H R® MpecTaBisieT co00i MUKIoa-
KWJI, TETePOIUKIHI, april WM TeTepoapuil, KaXXIbli U3 KOTOPHIX HE3aBHCHMO M HEOOS3aTENFHO 3aMEIIeH OJI-
HUM, JBYMSI HUTH TpeMs 3amecThTemsMu R%.

B HekoTOpBIX BOILIOIMICHUSIX L? MIPEICTaBISET COOOU MPSAMYIO CBSI3b, U R® MpeIcTaBIseT co00M reTepo-
IMKITAT, KOTOPBIH HEoOs3aTeTbHO 3aMEIIeH OXHIM, JIBYMS MM TpeMs 3aMecThTemsaMu R,

B kauectBe R B HEKOTOPBIX BOIUIOMICHUSAX TETCPOIMKIIUII SBISCTCS MOHOIMKIMYCCKUM; B HEKOTOPBIX BO-
TUTOIIEHUSIX TeTEPOIMKITIII IIPEICTABISACT CO00¥ KOHACHCUPOBAHHBIA OUIIMKINICCKUN TETEPOIMKIINIL, U B HEKO-
TOPBIX BOILTONICHUSX IeTEPOLUKIII MPEICTABIIICT COO0H CIUPOOUITMKINICCKUAN TeTSPOIIUKIIIIL.

B HEKOTOPBIX BOILIOIIECHUSX TETEPOIMKIIMI SIBIIICTCS HACBIICHHBIM. B HEKOTOPHIX BOILIOIICHHUSIX T€TEPO-
UK TIPEICTABISACT co00i 4-, 5-, 6-, 7- win 8-4IieHHOE MOHOIMKJINYECKOE KOJBIIO, COCpIKAIee OJHH, /B
WIH TPU T€TEpoaToMa, BEIOPAHHBIX M3 KUCIOPO/Ia, a30Ta WM HE00sA3aTeIFHO OKUCICHHOM Cephl B KAUECTBE 1JIe-
HOB KOJIbIIa. B HEKOTOPBIX BOIIOMIEHHUSIX TETEPOIMKIHI MPEACTaBIsIeT co00# 5-, 6-, 7- Uy 8-ujeHHOe HACHI-
[IEHHOE MOHOIIMKIINYECKOE KOJBII0, COeprKallee OMH WIH JBa WU TPH reTepoaToMa a30Ta B KadeCTBE WICHOB
KoJibIla. B HEKOTOPBIX BOIUIOMIEHHSX T€TEPOIMKINI IPEACTABISIET CO00H 5- MM 6-wIEHHOE HACBIIICHHOE MO-
HOLMKIIMYECKOE KOJIBIIO, COAEpIKalliee OJMH WK JiBa TeTepoaToMa a30Ta B KauecTBE WICHOB KOJbIla. B HeKoTo-
PBIX BOILIOMICHUSAX TETEPOIUKIIMII MPEICTABIIET OO0 MUPPONUANHII (HapUMeEp, MUPPOITUINH- 1 -1, THPpo-
JTUIAH-2-WJ, TAPPOIIUINH-3-1T), TATIEPUIUHIIT (HApUMeED, TTHIIEPUIANH- | -UJ1, TUTIEPUIUH-2-1I, TTHTTEPUIHH-3-
W1, TANEPUINH-4-1J1, TUIEPUANH-5-11), Tprazonun (Hanpumep, 1H-1,2,4-tpuaszon-1-un), azenanun (Harpumep,
asemaH-2-wi, a3emaH-3-Wi, a3emaH-4-wi, a3emaH-5-wi), auasenanwi (Hampumep, 1,4-muasenas-l-wi, 1,4-
nuasenaH-2-un, 1,4-nuazenan-3-ui, 1,4-auazenan-4-ui), nunepasuHmwl (HapuMmep, NUNepasuH-1-umi, numnepa-
3WH-2-WUII, IATICPa3UH-3-1IT) WIH MOPQOIIHHO.

B HEKOTOPBIX BOILIOMICHUSAX TETEPOIMKIMI MPEACTABIACT CO00i OMIMKIMYECKOE KOJBIIO, CONEpIKAIIee
OIIMH, JIBa WJIM TPU TeTepoaToMa, BRIOPAHHBIX M3 KHCIOPOJa, a30Ta WM HEOoOs3aTeIhHO OKUCICHHOMN Cephl B
KauecTBE WICHOB KOJbI[a. B  HEKOTOPHIX TMpUMepax TeTepPOUUKIMI TpEACTaBiIsseT coboi  2,5-
nrazabuiukino[2.2. 1 Jrenran-2-ui.

B HEKOTOPHIX BOIUIOMICHUSAX TETEPOIMKIMI TMPEICTaBIsCT CO00M 6-14-uneHHBINA, W OoJiee MPEeNIouTH-
TeIbHO 7-10-4JIeHHBIN CTUPOOUIMKIMIECKUN TETEPOIMKIII. B HEKOTOPHIX BOIIJIOMEHUSIX TETEPOITUKIIIII ITPE/I-
CTaBIsAET COOOM CITUPOTENTAHWII, CITUPOJCKAHNII MU CIIMPOHOHAHMII, COIEP KAIINil OIVMH WM ABa aTOMa a30Ta B
KayecTBE UWICHOB KOJbI[Aa. B HEKOTOPHIX BOIUIOMICHUSX TETEPOIMKIWI MPEACTaBIseT coboit 8-
azacnupo[4.5]nekan-8-ui, 2,7-nuazacnupol3.5HoHan-7-uim, 2,8-nuazacnupo(4.5]nexkan-2-ui, 2,7-
nuazacnupo[3.5]Honan-2-ui, 2,8-nuazacnupo[4.5]nekan-8-u.

B BBIIICYKa3aHHEIX BOILIONICHHSAX TETEPOLHKIINI B KauecTBe R® IOMOMHITEIBHO HEOBsI3aTENbHO 3aMEIICH
OJHHM HJTH ABYMs 3aMecTuTe Ml R%.

B HeKoTOpBIX BOILIOLIEHUSIX R% IpeJICTaBIsIeT co00M -COR(’d, rue R npeacTaBisier coboit -C;_gamKu,
HeoO0s3aTeNTbHO 3aMEIIEHHBI OJHIUM WIJIM JABYMsSI 3aMECTUTEISIMHU ng’ rme R MIPECTaBIsAET COOOH -NRGhR&,
NR*™)C(=0)R", -C, gankun, apun win rerepoapmi, rae R™ u R® onpenenenst Gpopmymnoii (I). B HekoTOpbIX
Borutomenmsix R® mpencrasser coGoit -COR®, rae R® mpencrasmsier co6oii -C,_gankun (IpeAIOYTHTEIBHO
C.¢ankwmi, 6onee mpeanouTuTeNbHo C|_4aIK1T), HEOOsM3aTEIbHO 3aMEIIeHHBIN OJTHAM I IBYMS 3aMECTHTEIS-
MH R®, rxe R npencrasmser co6oit -NRR®, -N(R*™)C(=0)R®, -C_sankun, apun win rerepoapu, rae R™ u
R® Kaskaplil HE3aBHCHMO npeacTaBiseT coboit Bogopon wiu -Cjgankmn (mpeanodrutenbHo Cigankui, Oomee
OPEAOYTUTEEHO Ci_4alKII).

B HekoTOphIX Bomnomenusx R* npencrapmnser co6oit -COR*, rge R% npeAcTaBisieT co6oi -C, galIKeHNII.

B HekoTOphIX Bomomenusx R* mpencrapmser co6oii -COR*, rge RY IIPEACTaBISET CO00H reTeponnK-
JIVIT.

B HekoTOphiX BomiomeHusx R mpencraBiser coboi  amerwn, 2-(AMMETHIAMHHO)ANETHN, 2-
(IMMeTHIaMHUHO)alleTH,  aMHUHOAmeThud,  2-(METHJIAMWHO)aleTwI,  3-(IMMETHWIaAMHHO)IPOTIaHOW,  4-
(nIMMeTHIaMIHO )0y TaHOMII, 5-(IMMeTHIaMUHO )TIEHTAaHOWI, (2S,35)-2-aMIHO-3-METHIIIIEHTAHOWII, 2-
(MeTHIIaMUHO )alleTHII, 2-aMHUHO-4-METHITICHTAHOW, 2-aMHHO-3-MeTWIOYTaHOWI, 2-(IUMETHIAMUHO )alleTHII,
(bennnmponanonn, 2-(TIUIepasuH-1-uio)aneTui, aKpWIOWI, MHIepa3uH-2-KapOOHWI, TUIEPUINH-4-KapOOHMII,
MUPPONIUINH-2-KapOoHMT WiH 2-(N-MeTHIIAIETaMHUJIO0 )arleTHIT.

B HekoTOphIX Bomiomennsix R mpexcrasiser coGoii -Cy_saIKOKCH, MPEANOUTHTETBHO -C|_6aIKOKCH, Ha-
MpUMEpP, METOKCH.

B HEKOTOPHIX BOIUIOMEHHAX R* npejcraBmsier co60ii -C_galIKiII, MPEANOYTHTETBHO -C_6alIKHII, He0bs3a-
TEJIbHO 3aMEIICHHBII OTHUM WJIU JBYMS 3aMECTUTEISIMHU RGg, rae RS npeJCcTaBIsIeT co00it -OR(’h, -NR(’hR(’i, re-
TEPOLUKIIWI, apuil, [e R u R® onpenenens Gopmyioit (I). B mexotopsix acnexrax R mpexcrasnser coboit
-CgQJIKHJI, TIPEAMOUTHTEIBHO -C |_AIKHII, HeoOsM3aTeIbHO 3aMEIICHHBIN OHHM WIH IBYMS 3aMecTHTensIMu R,
rae R npexcrasmsier co6oii -OR®™, -NR®R®, rerepouuxmun (anpumep, mopdonumo), denmr, rae R® u R®
HPEACTABISAIOT cO00M -C)_4alKuJ1, TIPEANOYTUTENIBHO METHIL. B HEKOTOPBIX BOILIOIIEHHAX R* mpeacTaBiser co-
00l METHJI, dTHII, W300yTHI, METOKCUMETHII, 2-METOKCHUATIII, (METHJIIAMHHO)METHI, 2-(JTUMETHIAMUHO)ITHII,
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(IMMEeTHIaAMHUHO )METHII, 2-aMHUHOATII, 2-(METHIIAMIHO )3THII, 2-(IUMETHIAMIHO )3THII, MOP()OIUHOMETHI, WU
(heHaTHIL.

B Hekotopsix Bormmomennsix R® mpexcrasmsier co6oii -C(=0)NRR®, rae R® u R* HesaBucumo mpen-
CTaBJIIOT cO00H BOMOPOA, -CigaKml (MpeanoYTuTensbHo -Ci 3alKWiI) WK apui, yka3aHHbIH -C; gallKuil WiIu
apiy He3aBHCHMO M HEOOS3aTeIbHO 3aMEIICH TamoreHoM min -C)4ankuiIoM. B HeKoTopsix Bomtomennsx R
npezcrasisier coGoii -C(=0)NR*R®, rae R* i R® nesaBucumo npexcrapmsior coGoit Boxopox u -Cysankmn. B
HEKOTOpBIX Borwtomenusix R* mpexcrasmser coboit -C(=0)NR R, rae R u R nesaBucumo mpencraBisior
c000it BOIOPO M aprJl, HEOOA3aTENbHO 3aMEIEHHBINA TAIOTeHOM. B HEKOTOPBIX BOTIIOMIEHHSX R® MpeACTaBIs-
et coboit numeTnkapOaMomI, nzonponuikapbamonn wi 2,4,5-rpudropdeHmnkapoamont.

B HekoTOpHIX Bomtomenusx R* npencrasmser coGoit -NR*R®, rae R® u R® nesaBucumo MIPEACTaBIISIOT
coboii Bogopoa win -Cy_gankun (mpeanouTuTenbHo -C_galIkui, 0oyiee MpeamnoYTHTeNbHO -C_3anKkui, Hanboee
TPEMOYTHTEIHHO MeTIT). B HekoTophix Bommomennsx R mpeacraBiser co60it AMMETHIAMUHO WIH aMHHO.

B HEKOTOpBIX BOIUIOIICHUSAX R® MPEJCTABISCT COOOM -SOZR(’d, rae R® MpEeCTaBIsAeT co00i -C;_gamKui,
-C,_galIKEHIT, FeTEPOLMKIIAI MM apul. B HekoTophix Bommomenusx R mpencrasiser coboit -SO,R®, rae R%
npecTaBisieT co6oii -C;_gankut (mpeanodtutensHo -C gankm). B HekoTopbix Bomiomenmsix R mpexcrasser
c000it mpormHIICyTh(HOHIIL.

B HEKOTOPHIX BOIJIOMIEHUSIX L? MIPEeACTaBIsAET COOOM MPSIMYIO CBSI3b, R® MIpeACTaBIsAET COOOM MUPPOITHIN-
HHJI, HE0O0s3aTeTFHO 3aMEIICHHBIA OJHNM, ABYMS WIH TPeMsI 3aMECTUTEIISIMH, BRIOPAaHHBIMHU U3 METHIA, (IUMe-
TAJIAMUHO)METHIIA WU JTUMETHIAMUHO. B  HEKOTOPHIX BOIUIOMICHUSX L2-R® mpeacraBiser coboit  1-
METWIHPPOIUINH-3-U1,  TUPPOJUINH- 1 -1I, 3-((ITMMeTHUIaMHUHO )METHI ) TUPPOIUANH-1-un ~ wim  3-
(TMMeTHIaMUHO )TUPPOJTUANH- | -1II.

B HEKOTOpBIX BOILIONIEHHAX L® mpeacTaBiser coGoii mpaMyro cBs3b, R® mpecrasiser co6oif mumepasu-
HUJI, HeOOS3aTEIEHO 3aMEIICHHBIA OJTHIM, JABYMS UM TPEMs 3aMECTHTEIISIMHU, BRIOPAHHBIME U3 aKPIIOWIA, 2-
(IMMeTHIaMUHO)aNeTHIa, aMUHOAleTWwia, 2-(METHJIaMHHO)ANeTwna, 3-(IMMETHIAMHHO )IPONaHowia, 2-

(nunepasuH-1-un)aneruna, nUrepasuH-2-kapOoHuIIa, 4-(nuMeTniaMrHO)OyTaHOMIIA, 5-
(IMMeTHIaMIHO )ICHTAHOWIA, METHJIA, TNHIIePUINH-4-KapOoHMIa, aneTwna, 2-(N-MeTuiameraMuo)areTuia,
M30MPOITHIKapOaMOmIIa, 2,4,5-tpudTopheHmnkapobamona, (2S,3S)-2-amMuHO-3-METHIIIIEHTAaHOMJIA, 2-

METOKCHATHIA, 2-(METWJIAMHHO)AleTHIa, OJTHIA, W300yTHIa, TUPPOIUANH-2-KapOOHWMIA, 2-aMHHO-4-
METWINCHTAHOWNIA, 2-aMWHO-3-MeTUIOyTaHOWa, 2-(IMMETHWIAMHHO)aleThiIa, 2-(METUJIaMHHO)ITHIA, 2-
(IMMeTHUIaMIHO )3THIIa, aMUHO, (PEHUITIPONIaHOWIA, TPONUICYIH(MOHMUIIA WIIH 2-aMUHOATHIIA. B HEKOTOPBIX BO-
momennsix  L-R®  mpemcraBuser  coGoit  mmmepasuH-l-mn,  4-akpmiomnnmmepasuH-1-mm,  4-(2-
(TMMeTHIaMIHO )alle THIT)TUIIepa3uH- | -1, (4-amuHOaneTIIT)IUNIEPA3HH-1 - 11, nunepasus-1-um, 4-(2-
(MeTHIaMUHO Jarie T IunepasuH-1-ui), 4-(3-(zuMerniaMuHO)Iponanoni)nunepasut-1-mn, 4-(2-(munepasuH-
1-mm)anernn)nunepasus- 1 -ui, 4-(nunepasut-2-kapOoHuI)nunepa3ut-1-un, 4-akpuiion nunepasus-1-m, 4-(4-

(mmMeTHIaMUHO )0y TaHOMII ) TUIIepa3nH-1 -1, 4-(5-(auMeTnIIaMHMHO )TIEHTaHOWIT ) [TUTICpa3UH- | -1, 3,5-
JUMETHINUNepasuH-1-mi, 4-(munepuaun-4-kapOoHwn)nunepasus-1-mwi, 4-anerwnnunepasus-1-mwi, 4-(2-(N-
MeTHJIAlleTaMHUI0 )alleTHIT ) THIIepa3uH- 1 -1, 4-(m3onpornuikapoaMonT)uIepasut- 1 -1, 4-(2,4,5-
TpudTOphEeHMIKapOAMOWIT ) TUIIepa3uH- 1 -1, 4-(3,5-mumeTunmnunepasuH- 1 -ui, 4-((2S,35)-2-amuHO-3-

METHIITICHTAHOW ) TIUTIepa3uH- | -1, 4-(2-MeTOKCHATHN )ATIepa3rH- 1 -wi, 4-(2-(MeTUIaMIHO )alleTHI ) TUIICPA3HH-
1-un, 4->Trnmunepa3us- 1 -mi, 4-n300yTunnunepasut- 1 -un, 4-(muppoauanH-2-KapOoHUN )Aepasut- 1 -um, 4-(2-

aMUHO-4-MeTHIITICHTAHOWIT) TUTIEpa3uH- | -1T, 4-(2-aMHHO-3-MeTHIIOY TAHOWIT ) TUTICpa3HH- | -1, 4-(2-
(muMeTnIaMuHO )arieTi)unepasud-1-mi,  (S)-2-metuwnmunepasud-1-mn, (R)-2-mernnmunepasus-1-un, 4-(2-
(MeTUnaMuHO )3 TUNT)IUNEpa3uH-1 -1, 4-(2-(QMMEeTHIAMHHO )3THII ) TUIIepa3uH- 1 -1, 4-(2-amuHO-3-

(eHnIIponaHoOWIT)IMNEepa3uH-1-mw1, 4-(ponuiacynsQoHuI)IUIepasnt-1-mi, 4-(2-aMHHOITHI)IHIICpa3UH-1 -1,
WK 3-MeTUInunepasun-1-u.

B HEKOTOpBIX BOIUIOMIEHHsX L mpejcraBiser coboit mpsamyro ces3b, R® mpeacraBiser coGoit mumepuu-
HWJI, HEOOs3aTeIbHO 3aMEUICHHBI OJHUM, IBYMS WM TpeMsl 3aMECTHTENSIMM, BBIOpaHHBIMH W3 2-
(TMMeTHIaMUHO )alleTHIa, METOKCH, METOKCHMETHIA, (METHJIaMHHO)METHIa, 4-MOp(OIMHONUIIEpUANH-1-1a,
Mop(oIMHOMETIIIA, 2-(TUMETHIAMUHO)ITHIIA, GEeHITHIA, (IUMETHIIAMIHO )METHIIA, aMUHO, JUMETHIAMUHO TN
JUMeTHIKapObaMomma. B Hekoropeix Bommomenmsx L-R® mpexcraBmster coGoil mumepummH-4-mi, 4-(2-
(IMMeTHUIaMITHO )alle THI ) TUTIePUANH- | -UJ, TTHIePUANH-3-1UJ, THTCPUINH-4-1J, TTHIIEPUANH- -1, THATIEPUIUH-
4-u1, 4-MeTOKCUTTUTIEpUINH- -1, 4-(METOKCUMETWI)TUNIEpUInH-1-11, 4-((MEeTHIaMUHO )METHI )TATICPUIHH- | -
ni, (4-MopdomuHOTTUTIEPUIH- | -YIT)TUPUIAH-3 -1T, 4-(MOP(HOTMHOMETHI ) TUTICPUIH- | 11, 4-(2-
(IMMeTUIaMIHO )3 THI ) TUNepUANH- 1 -un, 1-perHdyTunnunepuaud-4-mi, 4-((IuMeTHIaMUHO )METHI)TATIEPUINH-1 -
w1, 4-aMuHONHIIepUIUH-1 -1, 4-(IUMETHIaMIHO ) IUITEpUANH-1 -1, wiu 4-(IuMeTHIKapOaMon)TuIepuIuH- 1 -
WL

B HekoTophIxX Bomnomenusax, L2-R® npencrapnser co6oii asemnan-1-mn umu 1,4-nuasenan-1-m.

B HekoTopsIx Bomnomenuax L-R® npescrapnser co6oii okTaruapo-2H-H30HH10-2-HL.

B HekoTopsix Bomnomenuax L>-R® npexcrapnser co6oit MopdommHo.

B Hekotophix Bommomenusx L>-R® mpencramser coboii  8-asacmmpo[4.5]nexan-8-mm,  2,7-
nmuazacnupo[ 3.5 |HoHaH-7-m1, 2,8-nuazacrmpo[4.5]nexan-2-ui, 2,7-nuazactimpo| 3.5 |HonaH-2-u, 2,8-
nmuazacniupo[4.5]nekan-8-un, (1R,4R)-2,5-nnazabumukio[2.2. 1 renTan-2-u.
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B HEKOTOPHIX BOIUIONICHHSX KOIBIO A mpeicrtaBiser coboit denmn, u L' u L*-R® maxomsarcs B mapa-
TIOTTOKEHHAX (PEHHITBHOTO KOMbIIA, H yKa3aHHOE (eHHIPHOE KOIBIIO JOMONHATEIBHO 3aMEIEeH0 OaHIM R’, rie
L', L2, R uR" OTIpeJIeJICHbI B K&KJIOM BBINICYKAa3aHHOM BOILIONIEHUH. B HEKOTOPBIX BOILIOMIEHUSIX KOJBIIO A
MIPECTaBIsAeT COO0U MUPHINI, 1 L' u L*-R® naxomstes B napa-ToJIOKeHUAX MUPUIUILHOTO KOJIbIIa, U YKa3aH-
HOE TMUPHUIMIEHOE KOJIBIIO JOTIOTHUTEIHFHO HEOOS3aTEIbHO 3aMEIICHO OTHUM RS, rae Ll, Lz, R’uR® omnpeene-
HBI B KQ)KJJOM BBIIICYKa3aHHOM BOILIOIICHUH.

B HEKOTOPHIX BOIIOMICHWAX B AAaHHOM IOKYMEHTE PAaCKPBITO COEIMHEHHE WM €ro (apMaleBTHYCCKH

npuemMiieMas CoJib, BBI6paHHOC 13 KOHKPETHBIX COCHHHCHHﬁ, IIPUBCACHHBIX B JAHHOM JOKYMCHTC:
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JTAaHHOM JIOKYMEHTe, BKiIto4as coeanHeHne Gopmyisl (1) uiu KOHKpETHBIC COSTUHEHHS, TIPUBEACHHBIC B TAHHOM
JOKyMEHTE, WM ero (apMalieBTUUECKH MPUEMIIEMYIO COJIb, U TIO MEHbLIeH Mepe oJMH (papMarieBTHYECKH MpH-
E€MIIEMBIH HOCUTENb WIH SKCITUITHEHT.

B geTrBepTOM acmekTe B JAHHOM JIOKYMEHTE PacKpBIT criocod momymupoBanus TLR7, KoTopblii BKIIOYaeT
BBEJICHNE WHAWBUAYYMY COCIMHEHUS, PACKPBITOTO B JAHHOM JOKYMEHTE, HJIH €T0 (papMareBTUIeCKU MpreMIIe-
MOW coJii, BKJIIOUYas coequHenue Gpopmynsl (I) mim KOHKpeTHBIC COSIMHEHUs, MPUBEICHHBIC B JAaHHOM JIOKY-
MEHTE.

B msATOM acmexTe pacKphIT croco0 JIedeHusT 3a00IeBaHUs MM PACCTPONCTBA Y MAalUEHTa, BKIFOYAIOIITINA
BBEJ/ICHHE TALUECHTY TepaneBTHIECKU () (HEKTUBHOTO KOJIMYECTBA COSAMHEHMS, PACKPBITOTO B JAHHOM JIOKYMEH-
TE, WIN ero (apMaleBTUUECKH ITpUeMIIeMOl conn B KadecTBe aronncta TLR7, Tae coeanHeHnue, pacKphIToe B
JTAaHHOM JIOKyMEHTE, BKJIFoYaeT coequHeHne (Gopmyiisl (1) MM KOHKpEeTHBIE COeTMHEHHS, PACKPBITHIE B JAHHOM
JOKyMEeHTEe. B HEKOTOPBIX BOILIOIICHUAX 3a00I€BaHKE MM PACCTPOHCTBO accoUMMupoBaHo ¢ moxyisiiueit TLR,
Harpumep, TLR-7, nanpumep, ¢ aronnsupyromei aktuBHocThio TLR-7. B HEeKOTOPHIX BOILIOIIEHUSX 3a00eBa-
HHE WM PacCTPONCTBO IMPEACTABISET COO0M MeTaHOMY, HEMEIKOKIETOYHYIO KapLHUHOMY JIETKOTO, I'elaToKIIe-
TOYHYIO KapIUHOMY, 0a3aJbHOKICTOYHYIO KapIIMHOMY, [TOYEYHO-KIETOUYHYIO KapIHHOMY, MHEJIOMY, aJUIepTH-
qeckuid puHAT, acTMy, XOBJI (XpoHHYEeCKYI0 OOCTPYKTUBHYIO 0OO0JIE€3Hb JICTKUX), YVIIbIIEPATHBHBINA KOJHT, (HUO-
po3 nieuenn, HBV (Bupyc rematura B), HCV (Bupyc rematuta C), HPV (Bupyc mamwuiomsl demoBeka), RSV
(pecriipaTopHBIl CHHIUTHANBHBIN BUpYC), SARS (Tspkenplid OCTphIH pecnupaTopHbii cuuapom), HIV (Bupyc
MMMYHOJIC(DHUITTA YEITOBEKA) WIIH TPHIIIL.

IMoapo6Hoe onucanne N300peTeHnst

Crenyromue TepMUHBI UIMEIOT YKa3aHHbIE 3HAUCHHS Ha MPOTSHKEHUN OIMCaHMSI.

Kak yka3aHo B JaHHOM JOKyMEHTE, BKJIOYas IpHaracMble ITyHKTHI (POPMYINBI M300peTeHMs, (HOPMEI
€/IMHCTBEHHOT'0 YHCIIa CJIOB BKJIIOYAET MX COOTBETCTBYIOUINE (POPMBI MHOXXECTBEHHOTO YHCIA, €CIM KOHTEKCT
He yKa3bIBaeT Ha MHOE.

TepmuH "win" ynoTpeONsiOT B 3HAUECHHWHM, M NPUMEHSIOT B3aUMO3aMEHsEMO C TEPMUHOM "W/Win", eciu
KOHTEKCT HE yKa3bIBaeT Ha MHOE.

Tepmur "ankwi" B JaHHOM JTOKYMEHTE OTHOCHUTCS K YTICBOJOPOAHON TPyIITe, BEIOpAaHHONW W3 JTMHEHWHON
WIIA pa3BETBICHHON YTIIEBOJOPOIHBIX TPYII, coaepkamux oT | 1o 8§ aromoB yriepona. IIpumeps! amknIbHBIX
rpymm, coaepkamux ot 1 mo 6 atomoB yriiepona (T.e. Ci¢aIKWI) BKIIOYAIOT 0€3 OTpaHWYCHU METHIBHYIO,
TWIBbHYIO, |-TIpONMiIbHYI0 WM H-ponuiabHyo ("H-Pr"), 2-mpomunpHyto win m3onpormuibHyo ("u-Pr"), 1-
OyruipHyto wimm H-OytmwinsHyio ("H-Bu"), 2-meTtmn-1-mpomunpHyto wim u3o0yTwibHyio ("u-Bu"), 1-
METWINPONMWIBHYIO WM BTOp-OyTwibHyIo ("BTOp-Bu'"), 1,1-muMeTnidTunbHYI0 WM TpeT-OyTmibHylo ("'Tper-
Bu"), 1-nenTHiIBHYIO, 2-TIEHTWIBHYIO, 3-IEHTWIBLHYIO, 2-METWI-2 -0y THIIBHYIO, 3-MeTIII-2-0y THIIBHYIO, 3-METHII-
1-0yTuneHyto, 2-MeTuiI-1-0y THIIBHYIO, |-TeKCHIIbHYIO, 2-TeKCHIBHYIO, 3-T€KCHIIBHYIO, 2-METHII-2-TIEHTUIIEHYIO,
3-MeTUI-2-NeHTUIbHYI0, 4-METHJI-2-NEHTWIbHYIO, 3-METUJ-3-TIeHTUJIbHYI0, 2-MeTWI-3-MeHTUIbHYI0, 2,3-
JUMETHI-2-0yTHIIBHYIO ¥ 3,3-AuMeTII-2-0y THIIBHYIO TPYTIIHL.

Tepmunsl "ankokcu" uian "anKWIOKCH" OTHOCUTCS K aJKWJIBHOM IpYyIIeE, KaK OMpPEIeNIeHO paHee, IpUKpe-
IJICHHOM K POJIUTENHCKOM MOJIEKYJISIPHOM TPYIINE Yepe3 aToM KHCIOPO/ia.

Tepmun "amuHo" otHOCcHTCS K -NH,. Tepmun "ankwmiamuno" otHocutcs k -NH(-C,_gamkuny). Tepmun
" muankmiaMuao" otHocHuTes K -N(-C_gankuin),. Tepmun "ranoren” orHocurcs kK ¢ropy (F), xmopy (CI), 6Gpomy
(Br) m tiomy (I).

TepmuH "ranoankwi" B JaHHOM JOKYMEHTE OTHOCHUTCS K -Ci_gaJIKMUIGHOH TpymIe, B KOTOPOH OJWH WA
6oJiee BOIOPO 3aMEIICH OJTHUM HJIM OOJiee aTOMaMH TajoreHa, TaKUMH Kak (Top, XJ1op, Opom u noa. [Ipumepsr
ramoankmia BKIoUYaroT ranoCygankmi, ranoCgankmi win ranoCi_ankwi, Ho He orpanmdeHsl -CF;, -CH,Cl,
-CH2CF3, -CClz, CF3 U T.II.

TepmuH "ankeHHT" B JaHHOM JIOKYMEHTE OTHOCHTCS K YIJIEBOJIOPOAHON I'pYIINe, BEIOPAaHHOW U3 TMHEHHOM
U pa3BETBIECHHON YIIIEBOJOPOJHBIX TPYII, CoJAepkKalUX N0 MeHbled Mepe ogHny C=C nBoiHYIO CBA3b U OT 2
J0 8, HampuMep oT 2 10 6 aToMoB yraepoja. Ilpumeps! ankeHunbHOM rpynmnsl, Hanpumep, C, ¢alkeHus, BKIO-
qaroT 0e3 orpaHNYeHUH dTEHWIBHYIO WIH BUHWIBHYIO, TPOI- 1 -€HIIIbHYIO, MPOII-2-eHUIBHYI0, 2-METHIIIPOTI-1 -
eHWIbHYI0, OyT-1-eHWIbHYI0, OyT-2-eHWIBHYIO, OyT-3-eHWIbHYIO, OyTa-1,3-mueHunbpHy0, 2-mMeTninoyta-1,3-
JMUEHWIbHYIO, TeKC-1-€HWIbHYIO, TeKC-2-€HWIbHYIO, TeKC-3-€HWIbHYI0, TeKc-4-eHWIbHYl0 U Tekca-1,3-
JTUCHUIBHYIO TPYIIIIEL.

TepmuH "ankuHWI" B JAHHOM JOKYMEHTE OTHOCHUTCS K YTIIEBOJOPOJHON TpYIIe, BEIOPAHHOW W3 JIMHEH-
HOW WM pa3BETBICHHON YrIeBOJOPOJHOM TPYIIEL, cojepxaiieil no Mensieil Mepe ogny C=C TpoliHyio CBS3b
1 OoT 2 1o 8, Hampumep, oT 2 10 6 aTOMOB yriepoaa. [IpumMepsl aTKHHWIBHON TPyIIbl, HanpuMep, C) a IKHHHUII,
BKJIIOYAOT 0€3 OrpaHMYCHUH OSTHHWIbHYIO, |-IPONMMHWIBHYIO, 2-TIPONMHWIBHYIO (mpomaprwi), 1-
OyTHHHIIbHYIO, 2-OyTHHHIBHYIO U 3-0y THHIIIBHYIO TPYTIIIHL.

Tepmun "ankunokcu" uny "aakokcu" B JAHHOM JAOKYMEHTE OTHOCUTCS K -C; galKUIBHOU IpyMIe Kak Om-
peAeneHO BBIIIE, NPUKPEIICHHOW K POAUTENBCKON MOJEKYISPHOM rpymnme uepe3 aToM kucnopopa. I[Ipumepst
IKWIOKcH, Harpumep, C; gankmioken win C 4aJKUIOKCH BKIIOYAIOT 0e3 OrpaHUMYCHUH METOKCH, 3TOKCH, H30-
MPOTIOKCH, MTPOTIOKCH, H-OyTOKCH, TPET-0YTOKCH, IEHTOKCH U TeKCOKCH U T.II.

TepMuH "aJKOKCH-aJKHUI-" OTHOCHUTCS K alIKMJILHOW TPYIIIIe KaK OMPECIICHO BBIIIE, JOMOJHUTEIBHO 3a-
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MEIIEHHOH aJIKOKCH, KakK OIpeJeieHO BhIlIe. [IpuMepsl ankokcH-aimkui-, Harnpumep, C;gainkokcn-C galiKui-
i Cy_ganKkokcu-Cy_aJKHiI-, BKIIIOYAIOT 0€3 OrpaHuueHUH METOKCHMETHII, STOKCUMETHI, STOKCHITHII, H30IIPO-
TTOKCHMETYUT FITH TIPOTTOKCHMETHUI H T.11.

TepMuH "TMKIOATKAI" OTHOCUTCS K YTIIEBOJAOPOIHON TpyIIIe, BRIOPAHHON M3 HACBIIEHHBIX ITUKIMYECKUX
YTIEBOAOPOAHBIX TPYII, COACPIKAMIUX MOHOMUKIMYECKHE W OMIMKINYECKHE W TPHIHUKINYECKHUE) TPYIIIIEI,
BKITI0Yast KOHICHCUPOBAaHHBIE, COETMHEHHBIE MOCTUKOBO CBS3BIO MIIH CITHUPOIMKIIOATKILI.

Hampumep, npKIoankmiIbHAsS TPyIa MOXKET cofepxkaTh oT 3 g0 12, Hampumep, ot 3 1o 10, Hanpumep, OT
3 no 8, Hanpumep, oT 3 10 6, oT 3 10 5, wim oT 3 10 4 aTOMOB yriaepoaa. B HOMOIHUTEIBPHOM MTPUMEpE, ITUKIIO0-
ANKWIbHAS TPYIIAa MOKET OBITh BBIOpaHA M3 MOHOIMKIHUYCCKOW TPYIIIBI, coaepkamiei ot 3 mo 12, Hampumep,
ot 3 go 10, Hanmpumep, ot 3 10 §, Hampumep, oT 3 10 6 aToMOB yriaepoja. [IpuMepsl MOHOIMKINYECKOM IUKIIO-
ANKWIHLHON TPYIIBI BKIIOYAIOT NUKIOMPONIIBGHYIO, IHKIOOYTHIIEHYIO, MUKIONCHTHIBHYIO, |-IUKIONCHT-1-
€HWIbHYIO, |-LIUKIOMEHT-2-eHWIbHYI0, |-IUKIONEeHT-3-€HUIbHYI0, LHKIOTeKCHIbHYI0, |-IuKiIoreKkc-1-
CHWIBHYIO, |-IUKJIOTeKC-2-CHIITBHYIO, |-IUKIOTeKC-3-CHIIPHYIO, ITUKJIOTEKCAAUCHIIBHYI0, [HKIOTCITHIb-
HYI0, OUKIOOKTHIBHYIO, IUKIOHOHIIBHYIO, IUKIOACHMIBHYIO, [UKIOYHICIMIBHYI0 W HUKIOIOJICIIBHYIO
rpynmel. B 9acTHOCTH, MpUMEpH! HACHIIIIEHHON MOHOIMKINYECKON HMUKIOANKWIBHON Ipymmbl, Hampumep, Cs.
SIIMKIIOAJKMIIBHON, BKIIIOYAIOT 0€3 OTpaHWYEeHHH IUKIONPONMIGHYIO, IUKIOOYTHIBHYIO, IHUKIONECHTHIIHHYIO,
[UKJIOTEKCHIIBHYIO, IUKIOTENTINIFHYIO U IUKIOOKTIIIBHYIO TPYHIEL. B IMpeanoYTuTensHOM BOTUIOMICHUH IIHK-
JIOAITKUIT TIPEJICTABIISIET COO0H MOHOIMKINIECKOE KOJIBII0, coieprkaiee oT 3 10 6 aToMOB yriiepoa (CoKparieH-
HO C;_(IIMKIIOATKIII), BKIIOYast 0€3 OTpaHWYCHUH HUKIIOMPOMNIII, HUKIOOYTHII, HUKIOMEHTHI U IMKJIOTEKCHIL
[IprMeps! OHIMKINYECKUX MUKIOANKIIIBHBIX TPYII BKIIFOYAIOT TPYIIEL, IMEIoMHe OT 7 10 12 KONBIEBBIX aTo-
MOB, PACIIOJIOKCHHBIX B BUIC KOHACHCUPOBAHHOTO OMIIMKIMYECKOTO KOJbIA, BEIOpanHoro u3 [4,4], [4,5], [5,5],
[5,6] u [6,6] KONBLIEBBIX CUCTEM, WJIH B KaYeCTBE COSTUHEHHOTO MOCTHKOBOM CBA3BIO OHITMKIMUECKOIO KOJIbIIa,
BBIOpaHHOTO M3 OuiukiIo[2.2.1rentana, ounukio[2.2.2]okrana u Ourwkio[3.2.2|HoHana. [lanpHeHIe npuMe-
Bl OUIMKITNYECKUX MUKIOATKUIFHBIX TPYI BKIFOYAIOT B KAYECTBE OMIUKIMYCCKOTO KOJIbIIA TPYIIIEI, BEIOpaH-
Hbl€ U3 [5,6] 1 [6,6] KOJBIEBBIX CHCTEM.

TepMmuH "IUKIOATKEHHI" OTHOCUTCS K HEAPOMATHICCKUM IMHKJIMISCKAM alTKWIBHBIM rpymmam oT 3 1o 10
aTOMOB YTJIEpO/ia, UMEIOIINM OJTHO MJIM HECKOJBKO KoJell M oT 1 0 2 NBOWHBIX CBs3eil. B omHOM BOIUTOIEHHH
[IUKJIOAIKEHIIT IPEACTABISIET COO0H MUKIIOIEHTSHIII WIIH IIUKJIOT€KCEHII, TPEIMOYTHTENEHO IUKIOTeKCEHHUIL.

TepMuH "IUKIOATKUHNAN" OTHOCHTCS K HEAPOMATHICCKUM ITUKJIOATKHUIBHBIM TPYIIaM, COIEPKaIIiM OT 5
1o 10 aTomMOB yriieposa, IMEIOIINM OJTHO MIIH HECKOJIBKO KOJIEI] U OJHY TPOWHYIO CBSI3b.

TepmuH "aelTepupOBaHHBINA" PUMEHSIOT B JAHHOM JOKYMEHTE IS MOAU(PUKAIINN XUMHUECKON CTPYK-
TYpBI, WIK OPTaHUYECKOHN TPYIIBI, WU pajuKala, TIe OJWH WIK 00Jee CB3aHHBIA C yrIIepoIoM BoIopo(bl)
3aMeIleH OJHMM WM Oonee neltepueM(siMu), Harpumep, "neiirepupoBaHHbIH-aKm", "nedTeprUpOBaHHBIN-
nuknoankun", "nedrepupoBaHHBIN-reTepolUKIOANKUn", "nedTepupoBaHHBIM-apun", "HAedTepUpOBaHHBIN-
Mopdosmann" u T.1. Hanpumep, TepmuH "nedTeprpOBaHHBIA-aIKMI" ONPEIEICHHBIN BBIIIE, OTHOCHTCS K all-
KWJIBHOHM TPYIIIE KaK ONpeJesICHO B JaHHOM JIOKYMEHTE, I'Ie 110 MEHBIIIEH Mepe OJUMH aTOM BOAOPOJia, CBS3aH-
HBIl C aTOMOM YTJepoJa, 3aMellleH AeiirepueM. B neifrepupoBaHHON alKUIBHOM Ipymie MO MEHbLIEH Mepe
OIIMH aTOM YTJIEpOJa CBA3aH C JeiiTepreM; U HeoOsA3aTeIbHO aTOM YIIIepo/ia CBs3aH ¢ 0ojee yeM OJHUM JeiiTe-
pHeM; Taxke HeoOs3aTebHO OoJiee YeM O/IMH aTOM yIiIepoa B aIKMIIFHOM TPYIIIIe CBA3aH C JeHTepHeM.

Tepmun "apun", TpUMEHEHHBIH caM MO ce0¢ WM B KOMOWHAIIMUA C APYTHMU TEPMHUHAMH OTHOCHTCS K
TpyIIe, BHIOpaHHOH U3 (eHma.

TepMuHBI "apoMaTHYECKOE YTIIEBOJOPOIHOE KOJBIO" u "apwia" MPUMEHSIOT B3aUMO3aMEHSIEMO B OIHCA-
HHUH JaHHOTO JIOKyMeHTa. TepMuH "rerepoapwi” B JaHHOM JOKYMEHTE OTHOCHUTCS K IpyIINe, BRIOpaHHOW n3: 5-,
6- WIH 7-4ICHHBIX apOMAaTHYECKUX, MOHOIIMKIMYECKHUX KOJIEL, coJlep Kalux oT 1 10 3, B HEKOTOPBIX BOILIOLIE-
HUSX, OT 1 110 2, rerepoaTtoMoB, BeIOpaHHBIX 13 a3zora (N), cepsl (S) m xucnopona (O), mpu 3TOM OCTaJIbHEIC
aTOMBI KOJIbLIA SIBJISIIOTCSI YTIIEPOJIOM; 7-12-4JIeHHBIX OWIMKIMYECKHX KOJel, coaepkammx oT 1 mo 3, uin B
JIPYTUX BOIUIOMIEHHAX, | mim 2 rerepoaroMa, BEIOpAaHHBIX M3 a30Ta, KUCJIOPOAA MM HEOOs3aTeNIbHO OKUCIICH-
HOHM cepbl B KayecTBe WieHA(OB) KOJIbIIA, IPH 3TOM OCTaIbHBIC aTOMBI KOJIbIA SIBJIAIOTCS YIIIEPOJIOM, U T/E T10
MEHBIIIE Mepe OIHO KOJBIO SBISACTCS apOMATHYECKAM U MO MEHBIE MEpe OAWH TeTepoaToM HPUCYTCTBYET B
apoMaTHIecKoM KoJiblie; B 11-14-4jeHHBIX TPUIUKINIECKUX KOJIEIl, COep KamuX oT 1 10 3, Wik B IpYruX BO-
wIomeHusX 1 win 2 rerepoaToMa, BEIOpAHHBIX M3 a30Ta, KUCJIOPOIa WM HeoOsS3aTeIhbHO OKHUCICHHON Cephl B
KadyecTBe WieHa(0B) KOJIbIA, IPH ATOM OCTaJIbHBIE aTOMBI KOJIBIIA SBJSIOTCA YIICPOIOM, U TJIe IO MEHBIIEH Me-
pe OTHO KOJBIIO SBJSAETCSA apOMATHYECKUM M [0 MEHBIIEH Mepe OIMH T'eTepoaToM IMPUCYTCTBYET B apOMaTHUe-
CKOM KOJIBIIE.

B ciydae, xorna obmee unciio aromoB S u O B reTepoapuiIbHOM TpyIIe MpeBbacT 1, JaHHble reTepoa-
TOMBI HE MTPUIIETAIOT IPYT K APYry. B HEKOTOPHIX BoIuIomeHUsIX odmee Yncio atoMoB S 1 O B reTepoapuiibHON
TpyIe cocTaBisieT He Oojee 2. B HEKOTOPHIX BOIIOIIECHHAX 0oOIIee Yncio atoMoB S 1 O B apOMaTH4ecKOM Te-
TEpOLHUKIIE cocTaBisieT He Oosee yeM 1. B cimydae, koraa rerepoapwiibHasl TpyIIia COAEPKHUT OoJiee 4eM OAnH
TeTePOATOMHBIN YIICH KOJbI[A, TETEPOATOMBI MOTYT OBITh OJUHAKOBHIMH WM PA3IHYHBIMH. ATOMEI a30Ta B
KOJIbIIe(ax) TeTepoapuiIbHOM Py MOTYT OBITH OKHCIIEHBI ¢ 00pa3oBaHreM N-OKCHIIOB.

TepmuH "HeoOs3aTENIBHO OKHCIEHHAs cepa'", WCIOIb3yeMbId B TaHHOM JOKyMEHTe, OTHOCHTCS kK S, SO
nin SO,.
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TepMuns! "apoMaTHdeckoe TeTEPOLUKINYECKOE KOJIbI0" U "TeTepoapul” UCIONb3YIOTCS B3aUMO3aMEHse-
MO B ONHCaHUM JTaHHOTO M300peTeHHs. B HEKOTOPHIX BOIUIOIICHUSIX MOHOIUKIMYCCKOE WIIH OUIUKIMYCCKOES
apOMaTHIECKOE TeTEPOIMKINIECKOE KOJBIIO CONEPXKUT 5, 6, 7, 8, 9 mmm 10 uneHoB, 00pa3yronux KoJblo, ¢ 1, 2
WK 3 TeTEpOATOMHBIMH YICHAMH KOJIbIa, HE3aBUCHMO BhIOpaHHBIMU U3 a3oTa (N), cepsl (S) u kucnmopoaa (O), u
OCTaJbHBIC WICHBI KOJBI[A SBISIOTCS YTICpOIOM. B HEKOTOPHIX BOIUIOIIEHUSIX MOHOUIMKIMYECKOE WM OWIIHK-
JIMYECKOE apoOMaTHIECKOE TeTePONUKIMIECKOE KOJIBIO MPEACTAaBIET COO0H MOHOIMKINIECKOE WIH OMIINKIIH-
4eCcKOe KOJIBIIO, colepikamiee | WM 2 TreTepoaToMHBIX WiIeHa KOJbIla, HE3aBUCUMO BBIOpaHHBIX u3 azora (N),
cepsl (S) u xucnopona (O). B HEKOTOPBIX BOIUIOMICHUSX MOHOIMKINYECKOE WU OWIMKIMYECKOE apoMaTHde-
CKO€ TETEPOIUKINYCCKOE KOJBIIO MPEICTABISACT COO0H S-6-uieHHOE reTepoapriibHOE KOJBI0, KOTOPOE SBISCT-
Csl MOHOLMKIMYCCKUM U COICPKHUT | MM 2 TeTepOaTOMHBIX YICHA KOJIbIA, HE3aBUCUMO BBIOPAHHBIX U3 a30Ta
(N), cepst (S) u kucnopoaa (O). B HEKOTOPBIX BOIUIOMIEHUSIX MOHOIMKINYECKOE WIIN OUIIMKINYECKOEe apoMaTH-
YECKOE MeTePOLUKIMYCCKOE KOJBIIO MPEICTABIACT CO00M 8-10-4eHHOE reTepoapiibHOE KOJBIIO, SBIISIONICECS
OMIMKITMYCCKUM H UMeroIee | min 2 reTepoaTOMHBIX YWICHA KOJNbIla, HE3aBUCHMO BBIOPAHHBIX U3 a30Ta, CEPhI U
KHUCIIOpO/a.

[Tpumeps! reTepoapuIbHOM TPYIITEI, WM MOHOIMKINIECKOTO, W OUITUKINIECKOTO apOMaTHIECKOTO Te-
TEPOIMKINIECKOTO KOJIbIa BKIOYAIOT 0€3 orpaHHdYeHHN (IPOHYMEPOBAHO UCXOS U3 TIOJO0KEHHUS CBS3H C IPH-
oputeToM 1) mupuawt (TakoW Kak 2-TUPHIWI, 3-TUPUIMIT WU 4-TUPHUINT), TAHHOJWHWII, TMHUpasuHWI, 2,4-
TUPUMHUIUHI, 3,5-upuMuAAUHIIN, 2,4-MIMUIa305IIT, UMHIa30MHPUANHIUL, H30KCA30IMII, OKCA30JIMII, THA3OJIHII,
M30THA30JIWI, THAIUA30Iw (Takod kak 1,2,3-tmammazonun, 1,2,4-tmanuazonwn win 1,3,4-THaana3onu), Tae-
HUT (TaKOM Kak THEH-2-WI, THeH-3-1J), TpHa3HHUI, OeH30THEHW, Gypuia win Gypanui, 6eHzodypwi, 6eH301-
MUIa30JIWI, WHIONWI, W3OWHJIOJNWI, WHIONMHWI, OKCaaua3oimia (Takoil kak 1,2,3-okcamuazonmn, 1,2.4-
oKkcaua3oiI uiu 1,3,4-okcamua3onin), GTala3uHWI, THPA3UHII, THPUIA3HHAI, TUPPOIHI, TPHA30IMI (TaKOU
kak 1,2,3-tpuazonun, 1,2,4-tpuazomun wim 1,3,4-Tpua3omnut), XUHOIUHIII, U30XUHOJIUHWIL, TUPA30JIII, THPPO-
nonupuauHwI (Takoil kak 1H-mmppono[2,3-b]mupunun-5-ui), mnupasosonupuauHuUI (Takoi kak 1H-
nupa3zono|3,4-b Jmupuaun-5-m), OeH3okca3onmi (Takoi kak OceH3o[d]okca3on-6-mi), 1-okca-2,3-guazonwmn, 1-
okca-2,4-nquasonun, 1-okca-2,5-guazomm, 1-oxca-3,4-nuasonui, 1-tma-2,3-guaszonwi, 1-tma-2,4-muasonun, 1-
THa-2,5-muazomnn, 1-tua-3,4-nuazonmi, ¢ypasaHnun (Takod kak QypasaH-2-un, (ypaszan-3-mi), 6eHzodypasa-
HUI, OEH30THOQEHMII, OEH30THA30JINI, OCH30KCA30JINI, XHHA30IMHII, XUHOKCATMHWI, HAQTUPUIUHIII, Qypo-
MUpUIUHWL, OeH30THa30ymi (Takold kak OeH3o[d]Tmazon-6-wi), wHAa3omua (Takok kak 1H-wHmaszomn-5-wm) u
5,6,7,8-TeTparuApON30XHOJIHH.

TepmuHbl "TeTeponuKiImI”, "TeTeponukil” WK "TeTepOIMKINIECKANA" B3aMMO3aMEHSIEMBl U OTHOCATCS K
HEapOMATHYCCKOW TeTCPOIMKIMIEHONW TPYIIIE, CoMepkKalleil OMuH Hian 0oJee TeTepoaTroMOB, BHIOPAHHBIX H3
a30Ta, KUCJIOPOJIa WIIM HEOOsI3aTeIbHO OKMCICHHOM Cephl B KAYECTBE WICHOB KOJIBIIA, TIPU 3TOM OCTAJIbHEIC YJjie-
HBI KOJIBIIA SIBIITIOTCS YTIIEPOJOM, BKIIFOYAsk MOHOIIMKIMICCKOE, KOHICHCHPOBAaHHOE, COCJMHEHHOE MOCTUKOBOU
CBS3BIO KOJIBIIO U CIUPOKOJIBIIO, T.€. COAEPIKAIEe MOHOUMKINUECKUNA MeTePOLUKIII, COETUHEHHBIA MOCTHKO-
BOM CBS3BIO TETEPOIMKIINI, CITUPOTCTEPOIUKIINI, U KOHACHCUPOBAHHBIC TETEPOIMKINICCKHUE TPYIIIIHL.

TepMuH "MOHOUMKINYECKHN TeTepOUUKINI" OTHOCUTCS K MOHOIMKJIMYECKUM TpyIIaM, B KOTOPBIX IO
MEHBIICH Mepe OJIMH WICH KOJbIIa MPEICTaBIsIET COO0H reTepoaToM, BEIOpaHHBIN U3 a30Ta, KHCIOPOAa HIH He-
00s13aTeIEHO OKUCIICHHOM cepbl. ['eTepoIKIl MOXKeT ObITh HACHIIIEHHBIM TN YaCTUYHO HACHIIICHHBIM.

[Ipumepsl MOHOIMKINYECKUX 4-9-4IICHHBIX TeTCPOUMKIMYECKUX TPYNH BKIOYAOT 0e3 OorpaHNYeHHH
(TIpoHYMEpOBaHO MCXOMSA W3 MOJOXKEHUS CBS3U C MPHOPUTETOM 1) MUPPOTUANH-1-HJ, THPPOIHINH-2-1, TTHP-
PONUANH-3-HJ, UMHUAA30UANH-2-11, UMHIA30IHINH-4-WI, TAPA30TUANH-2-HII, TUPA30IUANH-3-1, THTIEPH-
JUH-1-W1, TUMepUIUH-2-WI, TUINCPUIUH-3-W1, TUIePUINH-4-1i, 2,5-MunepasuHil, MAPAHWI, MOPQOIHHII,
MOP(HOITUHO, MOP(OIHH-2-1IT, MOPGOIHH-3-1II, OKCUPAHIII, a3UPUANH- | -1II, a3UpUIUH-2-1T, a30KaH- -1, a3o-
KaH-2-1J1, a30KaH-3-MJI, a30KaH-4-1j1, a30KaH-5-Wi, THMPAHWI, a3eTUIUH- -1, a3eTUAUH-2-1I1, a3€TUINH-3-1]I,
OKCETaHWI, THATaHWI, |,2-muTwdTaHui, 1,3-TUTHATaHWUI, JUTUAPOMUPUIANHWI, TETPArWAPOIUPHUIUHUI, THO-
MOPGOTUHII, THOKCAHWJ, MHUIIEPA3HHII, TOMOMUIICPA3HHII, TOMOMUIICPUINHII, a3elnaH-1-ui, a3emaH-2-ui,
azenaH-3-uJj, azenaH-4-uj, OKcemaHwi, Tuenanui, 1,4-oxcaruanwi, 1,4-muokcenanun, 1,4-oxcaruenanwmi, 1,4-
okcaasenanwi, 1,4-muruenanun, 1,4-tuasenanun u 1,4-nuaszenanwi, 1,4-muruanwi, 1,4-a3aTHaHui, OKCa3eIH-
HIJI, TUA3eTMHWN, THA3CIUHWI, AUTHAPOTHEHWI, AUTHAPONHMPAHWI, AUTHAPOGYpaHHI, TeTparuapodypaHm,
TETParuAPOTHEHII, TETPArHAPONHPAHWI, TETPATrMAPOTHONHNPAHWI, |-NUPPONMHUI, 2-TUPPOIMHMAT, 3-
mUpposHWI, nHAoNuHWI, 2H-mmpanwn, 4H-nupanun, 1,4-nquokcanmi, 1,3-THOKCONAHIII, TUPA3OIMHIII, TTHpa-
30JMOVHWI, JUTHAHWI, IUTHONAHWI, MHPA30JUIWHWI, WMHOA30JHMHAT, MUPUMUAWHOHWIT win |,]1-muokco-
THOMOP(OJIMHUIL.

Tepmun "cruporeTeponukaua" OTHOCUTCA K 5-20-4IeHHOMY MONUIUKINYECKOMY FeTePOLUKIIITY C KOJIb-
[[AMH, COSIMHCHHBIMH TIOCPEJCTBOM OJIHOTO OOINEro aroMa yriepona (Ha3plBaeMOTrO CIIMPOATOM), COJCpIKaIIe-
My OJIMH WJIH 0OJiee TeTepoaToM, BEIOPAHHBIA M3 a30Ta, KHCIOPOAa WM HEoOs3aTeIbHO OKUCICHHOH Cephl B
Ka4yeCTBE YICHOB KOJIBIIA, TIPU 3TOM OCTaJbHBIC WICHBI KOJbIA SIBITIOTCS yriepoaoM. OmHO win Oojee Koell
CIUPOTETePOIUKIHIBHON IPYIITBI MOKET COJICPKaTh OJHY WM OoJiee NBOMHBIX CBs3eH, HO HU OJHO W3 KOJICI]
HE MMEET MOJHOCThI0 KOHBIOTHPOBAHHYIO MU-3JICKTPOHHYIO CHCTeMY. [IpeImouTUTEFHO CITUPOTETSPOIAKIIIIT
SBIIETCS 6-14-4neHHBIM, U O0Jiee IPEANOYTUTENHHO 7-12-1IeHHBIM. B 3aBUCHMOCTH OT YnciIa OOIIMX CIIHpoa-
TOMOB, CIIAPOTE€TEPOIMKIIMI Pa3ACISIIOT Ha MOHOCTIMPOT€TEPOIMKIIIII, AUCITUPOTETEPOUKIIIII, FITH TIOHCITHPO-
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TETePOIUKIIMI M MPEIIOYTUTEIIEHO OTHOCHTCS K MOHOCIHPOTETEPOIMKIIITY HIH TUCITHPOTCTEPOIMKIILY, H
OoJsiee TPEINOYTHTENHLHO 4-WICHHOMY/4-4IeHHOMY, 3-4JICHHOMY/S-wieHHOMY, 4-diIeHHOMY/S-ujleHHOMY, 4-
YJICHHOMY/6-4JIEHHOMY S5-4JIEHHOMY/S-4JICHHOMY HUJTH S-4JIEHHOMY/6-1IEHHOMY MOHOCITHPOTETEPOIIHKIIHITY.

TepmuH "KOHICHCHpPOBaHHAS T€TEPONUKINIECKas Tpynma" OTHOCHTCS K 5-20-1ICHHOW TOJUITUKINIECKON
TeTePOIMKIMIBHON TpymIe, rae KaXI0e KOJbIO B CHCTEME MMEET Iapy COCEOHHUX aTOMOB (YTIIEPOA W aTOMBI
yrepoa WM yIIIepo M aTOMBI a30Ta) OOMIyI0 ¢ APYTUM KOJIBIIOM, COAEpIKaIIe OIUH WiH OoJiee TeTepoaToMm,
BBIOpaHHBIN M3 a30Ta, KACIOPOAa WIH HEOOSI3aTeIbHO OKHCICHHOM Cephl B KaYeCTBE WICHOB KOJIbIIA, TIPH ITOM
OCTaJbHBIC WICHBI KOJbIIA SBILIOTCA yriepogoM. OnHo uiw 6oJiee KOJIBII0 KOHISHCHPOBAHHON T€TEPOIHKIINTEC-
CKOH TPYIIIBI MOXKET COJIEPXKATh OIHY MM OoJiee IBOMHBIX CBsI3eH, HO HH OJIHO U3 KOJICI] HE UMEET TOIHOCTHIO
KOHJICHCUPOBAHHOW MH-3JICKTPOHHO!N CUCTEMEI. [IpemodTuTeIbHO KOHCHCUPOBAHHBIN TeTePOIUKITHI SIBIISCT-
csl 6-14-uiieHHBIM U 00JIee TPEATNOUTUTEIHHO 7-10-wieHHBIM. B 3aBUCUMOCTH OT YHUCIIa WICHOB KOJIbI[A KOH/ICH-
CUPOBAHHBINA TETCPOLUKII MTOPA3ACIAIOT Ha OUIUKIMYCCKUH, TPUIIMKINICCKUHN, TCTPAIIMKINICCKAN TN TIOJTH-
MUKITMYCCKUHA KOHICHCHUPOBAHHBIA T€TECPOIMKIIIII, MPEAIOYTUTSIFHO OTHOCUTCS K OUITUKIMICCKOMY WM TPH-
IUKJIMYECKOMY KOHAECHCHPOBAaHHOMY I'€TEPOLIMKITY M OoJiee MPEANOYTHTEIBHO S-1ICHHOMY/S-1ICHHOMY, W 5-
YIEHHOMY/O-1IEHHOMY OHIMKINYECKOMY KOHACHCHPOBAHHOMY TeTEpOIUKITY. Penpe3eHTaTWBHBIE TPHUMEPHI
KOH/ICHCHUPOBAaHHBIX TETEPOIMKIIOB BKIIOYAIOT Oe3 OrpaHMYEHHH CIEAYIOIIHE TPYMITBI OKTAaTHIPOIHKIONCH-
Ta[c]muppon (HarmpuMep, OKTaruIpOIUKIIONEHTA[C|MHPpOI-2-Hil), OKTaruapomupposo|3,4-cJmupposmi, OKTa-
TUAPOW3OUHIOJNI, U30WHAOIUHIII (HAPUMeEp, U30MHIOIHH-2-1J), OKTaruapo-o6en3o[b][ 1,4]mmokcuH.

TepMmuH "coeTMHEHHBIH MOCTUKOBOM CBS3BIO T€TEPOIMKIMI" OTHOCHTCS K 5-14-1JIEHHOW MOJUITUKINYC-
CKOM TeTepOLMKIMYECKON aNKIIBHON TpymIle, TAe KakIsle JBa KOJbIa B CHCTEME MMEIOT JBa OOMHX pa3o0-
IIEHHBIX aToMa, coJlepikalieil onuH uian Oojiee rerepoaTtoM, BHIOPAHHBIH M3 a30Ta, KHCIOpOJa WM HeoOs3a-
TEJNLHO OKHUCIICHHOHM Cephl B KAYCCTBE WICHOB KOJbBIIA, IIPU 3TOM OCTAIBHBIC YJICHBI KOJBIA SBIISIOTCS YIIEPO-
noM. OngHo mim Oojiee KOJIBIIO COSAMHEHHOH MOCTHKOBOM CBS3BIO I'€TEPOLMKIMILHON TPYIIIBI MOXKET coJiep-
JKaTh OJHY WM Oojiee ABOMHYIO CBS3b, HO HH OJHO W3 KOJICII HE UMEET IOJHOCTHI0 KOHJCHCHPOBAHHYIO ITH-
JNETKPOHHYIO cucTeMy. [IpearmouTuTensHO COeAMHEHHBIH MOCTUKOBOH CBS3BIO0 I'ETEPOLMKINI SBIsIeTCs 6-14-
YIEHHBIM U OoJiee MpeArnouTUTeNnsHO 7-10-wieHHBIM. B 3aBHUCUMOCTH OT YHCIia YICHOB KOJIBIA COSIWHEHHBIH
MOCTHKOBOH CBS3BIO TETEPOILUKIHI PA3ACIAIOT Ha OMIMKINICCKHAH, TPUIUKIHISCKIH, TeTPAlUKIMISCKIH WIn
TIOJMIHAKIIMYECKUN COCTUHEHHBIH MOCTHKOBOHM CBS3BIO TCTCPOLMKIII, W MPEAIOYTHUTEIHHO OTHOCUTCA K OH-
MUKIAIECKOMY, TPULUKIMIECKOMY WIN TETPAIMKINISCKOMY COCTUHEHHOMY MOCTHKOBOH CBSI3BIO TE€TEPOIIHK-
Ty, ¥ 0oJiee IPeAMOYTHTENHHO OUITHKIINIECKOMY TN TPUIUKINIECKOMY COSTHEHHOMY MOCTHKOBOW CBSA3BIO
TeTepOIKIIITY. Perpe3eHTaTHBHEBIE TPUMEPHI COCTMHEHHBIX MOCTHKOBOM CBSI3bI0O T€TEPOIMKIIIIOB BKIIFOYAIOT
0e3 oOrpaHWuYCHHWH cIenyroImue Tpymmbl:  2-a3abunmkio[2.2.1]rentmwn, azabummkio[3.1.0rekcmr,  2-
a3a0ounukio[2.2.2 JokTin u 2-a3abunukio[3.3.2 [ nenu.

CoeuHEeHHS, PACKPBITHIC B JAHHOM JTOKYMEHTE, MOTYT COJICPXKATh IICHTP aCHMMETPUH M MOTYT TaKUM 00-
pa3oM CyIlIecTBOBaTh B BHJE SHAHTHOMEPOB. TepMHH "SHaHTHOMEPHI" OTHOCHTCS K JBYM CTEPEOH30MEpaM CO-
€/IMHEHUsI, KOTOPhIEC IPECTaBIIOT cO00i HecoBMajaloIue 3epKalbHbIe OTPaXXEHUs ApYr npyra. B ciyuasx,
KOTJIa COCIMHCHUS, PACKPBITHIC B TAHHOM JIOKYMEHTE, 00JIaIal0T ABYMsI FUIH OoJice IEHTPaMU aCHMMETPHH, OHU
MOTYT JOTOJTHHUTEIBHO CYIIECTBOBATEH B BHIE AUACTEPEOMEPOB. DHAHTHOMEPHI U INACTEPEOMEPHI IPHUHAIEKAT
K OoJiee mMUpPOKOMY KiIaccy crepeon3omepoB. [TompasymeBaercs, 9TO BKIIIOYSHBI BCE TAKHE BO3ZMOXKHBIE CTEPEO-
M30MEpHI, KaK 0 CYIIECTBY YHCTHIE Pa3/ieIeHHBIC JHAHTHOMEPHI, X PalleMUYeCKHe CMECH, a TAK)Ke CMECH JHia-
ctepeomMepoB. [lonpasymeBaercs, YTO BKIIOYECHBI BCE CTEPEOM3OMEPHI PACKPHITHIX 3/16Ch COSTUHEHUN /WA MX
(hapMareBTHYECKH IPUEMIIEMBIX coJieil. Eciu cnenmanbHO HE yKa3aHO MHOE, CCHUIKA HAa OJWH M30MEp pacipo-
CTpaHsieTCsl Ha JII000H M3 BO3MOXHBIX M30MepoB. B ciydae, Koryma cocTaB M30MEpOB HE OIpPE/EIICH, BKIIOYCHBI
BCE BO3MOXKHBIC H30MEPBI.

TepmuH "1o CymiecTBy YHCTHIN" pU YHOTpeOIEHHN B IaHHOM JIOKYMEHTE O3HAYaeT, uTo IeJIeBOi cTepeo-
U30Mep CONEpXKHUT He Ooyiee yem 35 mac.%, Hampumep, He Oonee 30 mac.%, MpeANOYTUTEIHHO HE Oolee 25
Mmac.%, MPEeANOYTUTENHHO HanpuMep, He 6oee 20 Mac.%, OTHOCUTEIBHO MacChl JII000TO Ipyroro CTepeon3oMe-
pa. B HEKOTOPBIX BOILIOLIEHUAX, TEPMUH "TIO CYLIECTBY YHCTBIN" O3HAYAET, UTO LIETIEBOM CTEPEOU30OMEP COAEP-
*KuT He 6osree 10 mac.%, Hanpumep, He 6oree 5 mac.%, He 6oee 1 Mac.% OTHOCHTEIBHO MacChI JTFOOOTO JPyTO-
TO CTepeon3oMepa.

B ciryuae, xorma coefnHEHNs, paCKpPhIThIE B JAHHOM JOKYMEHTE, COAEPKaT OJIe(MHOBBIC TBOMHEIEC CBS3H,
€CJIM He yKa3aHO HHOE, TAKUE JBOWHBIC CBSI3U BKIIOYAIOT KaK E-, Tak u Z-reoMeTpruiecKrne H30MepEHI.

B cnygae, xorga coennHEHHS, PAaCKpPHITEIC B JAHHOM JOKYMEHTE, COJepKaT JBY3aMEIICHHYIO ITMKIIOTeK-
CHJIBHYIO WJTH IIUKJIOOYTHIIBHYIO TPYIITY, 3aMECTHTENH, HAaXOAIIHECs Ha IUKIOTeKCHIIBHOM FITH ITHKJIOOY THITb-
HOM KOJIBLIE MOTYT NMPHHUMAaTh LUC- M TpaHc-MosioxkeHus. L{uc-nonokenne o3Havyaer, 4To 00a 3aMECTHUTEIS
pacrioyiokeHbl Ha BEpXHEH CTOpPOHE JBYX 3aMeIlaeMbIX MO3UIIMI Ha YIepoje, B TO BpeMs Kak TpaHC O3HaJaer,
YTO OHHU PACIIOJIOKEHBI 110 Pa3Hble CTOPOHHI.

MoskeT OBITh IEPCHIECKTHBHBIM OTJCICHHUE MPOYKTOB PEAKIMK OJWH OT IPYTOTO W/WIIK OT UCXOIHBIX Ma-
TepuanoB. JKenaeMple POTYKTHI HA KaXKJOM 3Tale WIH CEPUH ATAIOB OTACISIIOT W/WIIK OYHIIAIOT (B MaTbHEH-
IIeM B JaHHOM JIOKYMEHTE OTAEJISIOT) JI0 KeJTaeMOH CTENIeHH TOMOTEHHOCTH TIPH IIOMOIIM M3BECTHBIX B o0ac-
TH TEXHHUKH CTIOC000B. OOBIYHO TaKWe pa3eeHHus BKIIOYAIOT MHOTO(a3HYI0 KCTPAKIINIO, KPUCTATUTH3AIHIO U3
PacTBOPUTENS WIM CMECH PAaCTBOPUTEINCH, TUCTHILIAIINIO, CyOIMMAaIiio WK XpoMaTtorpaduio. XpomaTorpadus

-16 -



046488

MOJKET BKJIFOUATh JTF000C YHCIIO CIIOCOOOB, BKIIOUAs, HAIIPUMeEp, 00paeHHO-(ha30ByI0 U HOPMAaIbHO-(a30BYIO;
9KCKIIO3MOHHYI0; HOHOOOMEHHYIO; CIOCOOBI M 000PYIOBaHUE KUAKOCTHON XpoMaTorpapuu BEICOKOTO, CPEIHE-
TO0 ¥ HU3KOTO JABJICHUS; aHATUTHUYECKas B MaJIOM MaciuTade; nceBaoaBmxynuiics cioi ("SMB") u npemnapa-
THUBHYIO TOHKO- U TOJICTOCIIOWHYIO XpoMaTorpaduio, a TakKe criocoObl TOHKOCIOIHOM XpoMaTorpag iy B MaJIoM
Macmrabe u gudnr-xpomartorpaduro. CrieluanucTsl B 00JIACTH TEXHUKH OYIyT MPUMEHSTEH CIIOCOOBI, BEPOSTHO,
JUTS JOCTHIKSHHUS KETaeMOTO pa3AeICHuUsI.

TepmuH "auactepeoMepsl” OTHOCUTCS K CTEPEOM30MEpPaM COSIUHEHUS C ABYMs WM 0oJiee XMPaTbHBIMHU
[IEHTPaMH, HO OHU HE ABJISIOIIMMUCS 3epPKAIBHBIMU OTPaKEHUSAMHE APYT Apyra. JnactepeoMepHbIe CMECH MOTY
OBITh pa3/iCJICHBI HA UX OTACIBHBIC JUACTCPECOMEPHl Ha OCHOBAHUH MX (PH3UKO-XAMHUYCCKUX PA3IUUU MOCPEI-
CTBOM CITOCOOOB, U3BECTHBIX CIICIIHATCTAM B OOJNACTH TEXHUKH, HANPUMEpP, MOCPEICTBOM Xpomarorpaduu
W/WIM IpoOHON KPUCTAJUTN3AUH. DHAHTHOMEPEI MOTYT OBITh Pa3JeJICHBI MPH TIOMOIIY PEBPAIICHUS YHAHTHO-
MEpPHOM CMECH B JHACTCPCOMEPHYIO CMECh 33 CUCT PEAKIIMH C COOTBETCTBYIOIIUM OITHYCCKU aKTHBHBIM COCIH-
HCHHEM (HampuMep, XUPaJbHBIH BCTIOMOTATEIBHBIA 3JIEMEHT, TAKON KaK XUPAJIbHBIN CIUPT WK XJIOPUI KHCIIO-
TeI Molepa), pa3ieieHus TUacTepeoOMEpOB U MPEBpaIleHus (HapuMep, THAPOIH3) OTACIBHBIX THACTEPEOME-
POB B COOTBETCTBYIOIIHE YHCTHIC SHAHTHOMEPHI. DHAHTHOMEPHI TaKKe MOTYT OBITh pa3feleHbl MPH ITOMOIIH
xupanbHoi BOXX komoHkH.

OTHenpHBIA CTepeon30Mep, HalpIMep, IO CYIIECTBY YUCTHIH YHAHTHOMED, MOXKET OBITH MOJYUCH 3a CUET
pa3fencHus paleMHUYecKoi CMecH MpH MOMOINM crocoba, Takoro Kak oOpa3oBaHKE IHACTEPEOMEPOB IIPH II0-
MOIIIA ONITUYECKH aKTUBHBIX paznersttomux areHtoB (Eliel, E. and Wilen, S. Stereochemistry of Organic Com-
pounds. New York: John Wiley & Sons, Inc., 1994; Lochmuller, C.H., et al. "Chromatographic resolution of
enantiomers: Selective review." J. Chromatogr., 113(3) (1975): pp. 283-302). ParieMu4eckue cMeCH XUPaTbHBIX
COCJITHEHUH 110 N300PETEHUIO MOTYT OBITH pa3ieiiCHBl U U30JUPOBAHKI JIFOOBIM MIPUEMIIEMBIM CITOCOOOM, BKITIO-
yas: (1) oOpa3oBaHHWE MOHHBIX THACTEPCOMEPHBIX COJICH C XUPATBHBIMH COCAWHCHHUSIMH U Pa3/ICIICHUEM IpH
MOMOIIU APOOHON KPHUCTAILIH3AIMN WK APYTUMH criocobamu, (2) oOpa3oBaHUE TUACTEPCOMEPHBIX COCITUHCHUI
MPY TTOMOIIU XUPAIBHBIX JICPUBATU3UPYIOIIUX PEAarcHTOB, Pa3/ICICHUE TUACTEPCOMEPOB U TPEBPAIICHUC B YHC-
ThIE CTepEeOn30MepHhI, U (3) pasaesieHne Mo CYIIECTBY YUCTHIX M OOOTAMIEHHBIX CTEPEON30MEPOB HETIOCPECT-
BEHHO MpH XHpaTbHBIX ycioBusax. Cm: Wainer, Irving W., Ed. Drug Stereochemistry: Analytical Methods and
Pharmacology. New York: Marcel Dekker, Inc., 1993.

TepmuH "papManeBTHIECKH MPUEMIIEMbIE COJTH" OTHOCUTCS K TaKHM COJISIM, KOTOPBIE OJ0OPEHBI IS Me-
JTUIIMHCKOTO TIPUMEHEHUS, IPUEMJIIEMBI ISl IPUMEHEHHUS B KOHTAKTE C TKAaHAMH YeJIOBeKa U Ooree HI3IINX JKH-
BOTHBIX 0€3 HecTeU(pHIECKOW TOKCHIHOCTH, Pa3ApakeHus, aTIeprHIecKOil peakiy 1 T.I1., 1 UMEIOT TIPHEM-
JIeMOE€ COOTHOIICHHE TMOJBb3bI U prcka. DapMalleBTUYECKH MMpHeMiIeMasi COJb MOXET OBITh IMOJIyYeHa in situ B
TEYCHHUEC KOHCYHOT'O BBIJCIICHHUS U OYHUCTKU COCITUHCHUH, PACKPBITHIX B JAHHOM JOKYMEHTE, WA OTACIBHO I0-
CPEICTBOM PEaKIIMH TPYIITBI CBOOOTHOTO OCHOBAHHUS C MPUEMIICMOIN OpraHMYECKON KUCIOTOM WIH MOCPEICTBOM
PeaKIK KUCJIOHN TPYIITBI ¢ IPUEMIIEMBIM OCHOBAHUCM.

Kpome Toro, eciu coemuHEHHE, PACKPBITOC B JAHHOM H300PETCHUM, MOyYarOT B BHJC COJH IMPUCOCAUHE-
HUS KUCIIOTBI, CBOOOTHOE OCHOBAHHE MOYKET OBITH MTOJYYCHO 32 CUCT MOBBIIICHUS OCHOBHOCTH PAacTBOpa KHCIION
comi. C Opyroil CTOPOHBI, €CIM MPOAYKT IMpPEACTaBIsAeT co00ii cCBOOOTHOE OCHOBaHHE, COJIb MPHCOCINHECHNS,
Takas Kak (hapMaleBTHYCCKH MpUEMIIeMas COJb MPHUCOSAMHEHISI MOXKET OBITH MOJyYeHa 33 CYET PACTBOPCHHUS
CBOOOTHOTO OCHOBAHMS B MIPHEMIIEMOM OPTaHHMYECKOM PacTBOpHUTENE U 00pabOTKH pacTBOpa KHCIOTOH, B COOT-
BETCTBHUH C OOIIETIPUHATHIME CIIOCOOAMH TOTYYEHHUS COJIeH, myTeM JH00aBICHUS KUCIOTH U3 OCHOBHBIX COCIH-
HeHuil. CrienuanucTaM B 00JIaCTH TEXHUKH W3BECTHBI pa3lIMYHBIC CIIOCOOBI CHHTE3a, KOTOPhIE MOTYT OBITh HC-
MOJIb30BAHBI O€3 JIMIITHAX SKCIICPUMCHTOB JUTS TTOTyYSHHS HETOKCUYHBIX (hapMaIleBTHICCKH MPUEMIIEMBIX COJICH
MPUCOCTUHEHUS KHUCIOTHI.

Kak ompeneneHo B JaHHOM JAOKYMEHTE, "(papMameBTHUCCKH MpreMiieMasi CoJib" BKJIFOUACT COJH 1O MCHbB-
el Mepe ogHOTo coenuHeHus popmysl ().

Tepmuns! "BBenenue", "BBOaUMEIA", "neueHe" U "00paboTKa" B TaHHOM JOKYMCHTE, B CIy4ae MPHMEHE-
HUSI OTHOCHUTEIIFHO )KHBOTHOTO, YEIOBEKA, MOJOMBITHOTO, TKAHU, OPTaHA WM OUOJIOTHYCCKOM JKUIKOCTH, O3HA-
YaroT KOHTAKT SK30T€HHOTO (papMaIieBTHIECKOT0, TePAIIeBTHIECKOTO, JHarHOCTHYECKOTO areHTa Wi KOMIIO3H-
UM C XUBOTHBIM, YEIOBEKOM, MOIOMBITHBIM, KIIETKOW, TKaHBIO, OPTaHOM WM OHOJOTHYECKON JKUIKOCTHIO.
O06paboTKa KIETKH OXBATHIBAET KOHTAKT PeareHTa ¢ KICTKOW, a TakKe KOHTAaKT peareHTa C >KUAKOCTBIO, TIIe
JKUIKOCTh HAXOAWTCS B KOHTaKTe ¢ KieTkoi. TepmuH "BBeneHne" u "oOpaboTka" Takke O3HAYaeT in vitro u ex
vivo 00paboTKy, HanmpuMep, KIETKH, PeareHTOM, THarHOCTHIECKUM areHTOM, CBSI3BIBAIONINM COSAWHCHUEM HIIH
npyroi kietkoid. TepMmuH "cyObekT" B JaHHOM JOKYMEHTE BKJIIOYAET JIO00H OpPTaHU3M, TPEANOYTHTEIHLHO KH-
BOTHOE, 0OJice MPENMOYTHTEIBHO MIICKOTHTAIOIIee (HampuMep, KPBICY, MBIIIb, co0aKy, KOIIKY, KPOJIHKa) U
HanboJiee MPENOYTHTEIFHO YSIOBEKA.

Tepmun "> dexTrBHOE KOIMYECTBO" WK "TepaneBTHYECKH d(PPEKTUBHOE KOJIMUECTBO" OTHOCUTCS K KO-
JIMYECTBY aKTHBHOTO MHTPEAMCHTA, TAKOTO KaK COCIHMHEHHUE, KOTOPOE B CIy4yae BBEICHUSA CYOBEKTY Ui JIcUc-
HUS 3200JICBaHYS, WIK IO MCHBIICH MEpe OJHOTO U3 KIMHHYCCKUX CHMIITOMOB 3a00JICBaHUS HIIH PAacCTPOICTBA,
JIOCTAaTOYHO JUIS OKAa3aHUs TAKOTO JICYCHUsS 3a00JIeBaHUS, paCCTPOUCTBA WK cuMnToMa. "TepaneBTHdaecku (-
(hekTHBHOE KOJIMYECTBO" MOXKET BAapbUPOBATh B 3aBHUCHMOCTH OT COCIAMHEHHS, 3a00JIEBaHHUsS, PacCTPOHCTBA
W/WIM CUMIITOMOB 3a00JIeBaHMs HIIM PAcCTPOMCTBA, TSKECTH 3a00JIEBaHMS, PACCTPOWCTBA /MU CHMIITOMOB
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3a00JICBaHMS WM PACCTPOICTBA, BO3pAcTa CYOBEKTA, MOJICIKAIIECTO JICUYCHUIO W/UIIM MAcChl CYOBEKTa, IMOJIJIC-
kKarero JieueHur0. COOTBETCTBYIOIIECE KOMUYSCTBO B JIFOOOM MPUBEACHHOM MPUMEPE MOXKET OBITh OYCBUIHBIM
CHENHANUCTaM B 00JaCTH TEXHUKH WJIM MOXET OBITH ONpeneneHo OOBIYHBIMH SKCIIEpUMEHTaMHU. B HEKOTOPBIX
BOIUIONMICHUSAX "TepaneBTHIeCKH d(H(PEKTHBHOE KOJIMYECTBO" TPEACTABIAET COOOH KOJUYECTBO 1O MEHBIICH
Mepe OIJHOTO COCTUHEHHUS W/MIM IO MEHBIIEH Mepe OIHOU ero (apMaleBTHICCKH MPUEMIIEMON COJIH, PacKphI-
THIX B JaHHOM JOKyMEHTe, d(PEeKTHBHOE VIS JICUCHHUS, KaK OIKCAHO BHIMIE, 3a00JI€BaHIS WIN PACCTPONCTBA y
cyobekra. B ciydae koMOMHHPOBAHHOUM Tepanuu '"TepaneBTHYeCKH d((HEKTHBHOE KOJIMYECTBO" OTHOCHUTCS K
001eMy KOJIHYECTBY KOMOWHHUPOBAHHBIX OOBEKTOB IS dPQPEKTUBHOTO JieUeHHs 3a00JIEBaHMSA, PacCTPONCTBA
WA COCTOSHUSL.

dapmarieBTHUCCKAsT KOMITO3UITHS, COCpIKaIlas COCAMHECHUE, PACKPHITOC B TaHHOM U300PETCHHU, MOXKET
OBITh BBEJICHA TICPOPAILHBIM, HHTANIAIIHOHHBIM, PEKTATEHBIM, TAPECHTEPAIHLHBIM U/IITH MECTHBIM CIIOCOOOM BBE-
JeHHs CyOBEKTY, HyKIaromeMycs B 3ToM. /s nmepopaibHOro BBeICHHS (papManeBTHUCCKAsT KOMITO3UIMS MO-
JKET MPEJCTABIATh COOOW OOBIYHYIO TBEPAYIO JICKAPCTBCHHYIO (POPMY, TAKYIO KaK TAaOJICTKH, MOPOIIOK, TPaHy-
JIBI, KATICYJIBI U T.I1., )KUAKYIO JICKAPCTBCHHYIO (hOpMY, TAKYIO KaK BOJHYIO M MACISHYIO CYCIICH3UIO WA JPY-
TYIO0 KHIKYIO JICKAPCTBEHHYIO (OPMY, TaKyl0 KaK CHpPOI, PacTBOP, CYCIICH3WIO H T.II. JJIS MapeHTepaIbHOTO
BBeZICHNUS, (papManeBTHUECKass KOMITO3HINSA MOXKET NPENCTaBIATh cO00W pacTBOp, BOMHBINH PacTBOp, KOHIICH-
TpaT MacIIHOW CYCHEH3WH, THOGMIN3NPOBAHHBIN MOpOIIoK u T.11. IIpeamoururensHo ¢opma dapmaneBTHye-
CKOH KOMITO3UIIMM BBIOpaHAa W3 TaOJETKH, TaOJETKH, MOKPBITOW O00OJIOYKOMW, KarCyjbl, CBEUEH, HAa3aIbHOTO
crpesi WM UHBEKINH, O0Jiee MPEANOYTHTEIRHO TaOJNeTKH WK Karcynasl. dapmaneBTHIecKass KOMIIO3HINAS MO-
JKeT OBITh TpeAHa3Ha4YeHa ISl eAMHUYHOTO TIPUMEHEHHUS B TOYHOH Ho3e. Kpome Toro (hapmaneBTHIECKasi KOM-
TIO3HIIUS JIOTIOTHUTEIFHO MOXKET COJICPKATh JOTIOTHUTEIIFHBIC AaKTHBHEBIC HHTPEIUCHTEI.

Bce dopmbl apMarieBTHIeCKON KOMIIO3HIIUH, PACKPBITHIC B JTaHHOM JOKYMEHTE, MOTYT OBITh TOJTYYCHBI
IPY TOMOIIH OOBIYHBIX CIIOCOOOB (papMareBTHUCCKOW TEXHHWKH. HampuMep, aKTHBHBI WHIPEIUCHT MOXKET
OBITh CMCIIIAH C OJHUM WJIM OOJiee SKCIUIMHUCHTAMHM, JUIS MONYYCHHS jkeTaeMoil ¢opmbl. "dapmarieBTHIeCKU
MPUEMIIEMBIA 3KCIUMUCHT" OTHOCHTCSA K OOBIYHBIM (hapMaleBTHUCCKUM HOCHTEIISM, MPUEMIICMBIM UTS Kelac-
Moii (papmaneBTHIECKOH (POPMEBI, HalIpuMep: pa30aBUTEIb, HOCUTENb, TAKOW KaK BOJA, PA3UYHBIC OpraHUYe-
CKHE PACTBOPUTENH U T.1., HATIOJIHUTEIh, TAKOH KaK KpaxMaJl, caxapo3a U T.1., CBA3YIOIIee BEIIECTBO, TAKOE KaK
TIPOM3BOHBIC IIEJUTIONO36I, aTbIUHATEL, JKeTaTuH u nonuBuHIIIHpponmaoH (I1BII); yBraxusromuii arenr, Ta-
KOH KaK TJIMILEPHH; pa3pBIXIUTENb, TAKOW KakK arap, KapOoHaT Kaixpnus M OMKapOOHAT HATPHUS; YCHIIUTENb TO-
TJIOIIEHHS, TAKOW KaK YeTBEPTUYHOE COCAMHEHNE aMMOHHS; MOBEPXHOCTHO-aKTUBHOE BEIIECTBO, TAKOE KaK I'eK-
cajiekaHoJ; abcopOMPYIONINii HOCUTEN, TAKOW KaK KAOJWH W MBUIbHAS TJIMHA; CMa3bIBAIOIIEE BEIECTBO, TAKOE
KaK TaJbK, cTeapaT KalblUs, CTeapaT MarHus, MOJIUATHICHIIMKONb U T.1. KpoMe Toro dapmareBTHyecKas KoM-
MO3HIIUSA JOTIOTHUTEIBHO COACPIKUT APYTUC (PapMaIleBTUICCKH MPHUEMIICMBIC SKCIUITUCHTHI, TAKHAC KaK pa3phIX-
JIUTENb, CTAOUIN3aTOp, 3aryCTHTENb, KOMILUICKCOOOPa3yIOIUi areHT, 3a0ydeprBaronuil areHT, YCIIUTEIb Ipo-
HUI[AEMOCTH, MTOTUMEPHU3YIOIIUHA areHT, apOMaTH3aTOPBI, TIOACIACTUTEIh U KPACHTEb.

Tepmun "3aboneBanue" OTHOCHTCSA K JIFOOOMY 3a00JICBaHUIO, HUCKOM(OPTY, HE3MOPOBBIO, CHUMITOMaM
WM TIOKA3aTeNISIM, ¥ MOKET OBITh B3aMMO3aMEHSIEMBIM C TEPMHHOM "paccTporcTBO" win "cocTosHuE" .

Ha npotshxkeHnn JaHHOTO OMMCAaHUS M HIKETIPUBEICHHON (POPMYITBI H300pETeHNS, €CIIN KOHTEKCT HE MO~
pasymeBaeT MHOE, TEPMHH "CONEpKaTh" W Pa3IMIHbIC €T0 BapHalldd, Takue Kak "comepxut" u "comepkamuii"
MpeIHa3HaYCHbl I ONPEAeICHUS TMPUCYTCTBHS MOCIECIYIONUX MPU3HAKOB, HO HE MCKIIIOYACT HAIWMYHS WIIN
JIo0aBJIEHUS OTHOTO WUIM Oojiee APYTHX MPHU3HAKOB. B cilydae MCHONB30BaHUSA B AaHHOM JOKYMEHTE TEPMHH
"comeprxamuii" MOXeT OBITh 3aMEHEH TEPMUHOM "coieprkanuii", ""BKITFOYaromui" Wi HHOT 1A ""MMeroInni' .

Ha npoTskeHnn 1aHHOTO ONKMCaHMs U HIDKETIPUBEICHHOH (opmyisl n3ooperenust tepmut "C, " o3Haya-
€T IMama30H, KOTOPBIA BKIFOYAeT KOHCYHBIC 3HAUCHHMS, TJIC N U M MPEICTABISIOT COOOH Ielble Yncia u 0003Ha-
YaroT YKHCII0 aTOMOB yriiepoza. [Ilpumepst Bkitouatot Cyg, Cig 1 T.IL

Eciu B JaHHOM TOKYMEHTE CIICIHaIbHO HE YKa3aHO MHOE, BCE APYTUe TEXHHYCCKUE W HAYYHBIC TCPMIHEI,
YIOTpEOJICHHBIC B JAHHOM JIOKYMEHTE, UIMCIOT 3HAYCHHUE, OOUICTIPHHSATOE CIICIIHATNCTAMH B 00JIaCTH TEXHHUKH, K
KOTOpPOH OTHOCUTCSI H300pEeTEHHE.

OCHOBHOM CHHTE3.

CoennHeHHs, paCKPHITHIE B JAHHOM JOKYMEHTE, BKIIOYas WX COJH, MOTYT OBITH ITOJYYEHBI TIPU TTOMOIIH
M3BECTHBIX CIIOCOOOB OPraHMYECKOTO CHHTE3a COTJIAaCHO JIOOOMY M3 MHOTOYHMCICHHBIX BO3MOJXKHBIX CIIOCOOOB
CHHTE3a.

Peakmus momryueHUs COeIMHEHUH, pacKphITast B JaHHOM TOKYMEHTE, MOXKET OBITh IPOBEIeHA B TOAXOS-
IIUX PACTBOPUTEIISX, KOTOPBIE MOTYT OBITh JIETKO BRIOPAHBI CIICIIMAIMCTAMH B 00JaCTH OPTaHMYECKOTO CHHTE3A.
IIpreMieMbie pacTBOPUTENM MOTYT MO CYIIECTBY HE pEarupoBaTh C MCXOJHBIMH MaTepHAaTaMU, IPOMEKYTOU-
HBIMH COCJTMHECHUSMH W MPOAYKTAMH TIPU TEMIIEPATypaX, IPH KOTOPBIX MPOBOIAT PEAKIUIO0, HAIPUMED, TEM-
mepaTypax, BapbUPYIOMIMX OT KOMHATHOH O TEMIICPaTyphl KUIICHUS pacTBOpuTeNs. JlaHHAs peakius MOXKET
OBITh IIPOBE/ICHA B PACTBOPUTEIIC MIIH CMECH PACTBOPHTEIICH.

BBI00Op COOTBETCTBYIOMIHMX 3AIMUTHBIX TPYIII MOXET OBITh JICTKO CIENIaH CIICIUATUCTAMU B OOJIACTH TeX-
HUKH.

KoHTponb peakiuu MoKeT OBITh OCYIIECTBIICH JIOOBIM MPHUEMIIEMBIM CIIOCOOOM, U3BECTHBIM B O0JIACTH
TexHuKH, TakuM kak SIMP, Y@, BOXX, )KX-MC u TCX. CoeauHeHHUsS MOTYT OBITh OYHIIEHBI MOCPEACTBOM
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pa3IH4YHBIX crIoco00B, BKIoUas BOXKX u HopMmanmsHO(Da30By0 XpoMaTorpaduio Ha KPEMHUH.

XupanbHas aHamutudeckas BOYKX MokeT OBITH MCIONB30BaHA JUIS aHANIM3a BPEMCHH YICPIKaHUS pas-
JMYHBIX XAPATHHBIX IIPAMEPOB, YCIOBHS MOTYT OBITh pa3lieeHbl Ha CIIOCOObI, IIPUBEICHHBIE HIDKE, COOTBETCT-
BEHHO HCITOJIb3yEMbIM KOJIOHKOM, MOOHIBLHOM (ha30i, COOTHOIIIEHHEM PaCTBOPUTEIEH.

CoennHeHHs, paCKPHITHIE B TAHHOM JTOKYMEHTE, MOTYT OBITh ITOTydeHBI COTTIACHO cliexyroIeii cxeme 1.

Cxema I
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rae -W-R'4 MpeJCTaBIsICT OO0t -OR"™ wm —NRlaRlb, u L2, RS, R(’, R'"*uR™ ompenenensl Gpopmynoii (1),
X u'Y HezaBucuMo npeactaBisiioT coooit CH mmu N; W HesaBucumo npezacrasisiet coboi N nm O.

Ha cxeme 1 xommepueckm pocTynHbld oTii-1H-umnnaszon-2-kapbokcmnat pearuposan ¢ 2-O-(4-
HUTPOOCH30MII)THIPOKCHIIAMUHOM € 00pa3oBaHHEM COCAMHEHHUS 2, KOTOPOE PearupoBajio ¢ 3THIXIOp(opMua-
TOM, 3aTeéM KOJNBI0 3aKPHIBAIM B MPHUCYTCTBUH THAPOKCHAA aMMOHHA C MOJy4YeHWeM HMHga3o[2,1-
f][1,2,4]rpuazun-2,4(1H,3H)-muona. [IpomMexxyTouHOE COSTMHEHHUE 5 MOYJald 1OCIe BBEIEHUS OQHOTO aToMa
Br npu momomy OpoMHUpYIOMIETo peareHTa U 3aTeM JWOH XJIOPHUPOBAIH C 00pa30BaHHEM IPOMEXYTOYHOTO CO-
eanHeHus 6. OQUH aToOM XJIOpa 3aMeIalld 3aIlIUIICHHBIM aMHHOM C TTOJTy9eHHEM MTPOMEKYTOYHOTO COCTUHEHNUS
7, xKoTopoe pearupoBano ¢ R'*-W ¢ momydeHnemM KII0YeBOro MpOMEKYTOYHOTO COCIMHEHHS 8, KOTOPOE 3aTeM
pearupoBao ¢ pa3INYHBIMHU alTbJICTHAAMHU IIPH OCHOBHBIX YCIOBHAX ¢ 00pa3oBaHHEM IMPOMEKYTOYHOTO COCTH-
Henus 10. 3ammTHBIC TPYIITEI HA aMUHE U TUAPOKCHIBHON TPYIIE YAAISUIN C TOITYYCHUEM COeTUHCHUS HopMy-
el L.

[Ipomexxyrounoe coeauaeHue 10 Takke MOXKET OBITh MOTYYCHO PHU MOMOIIH cXeMbI 1.

Cxema II
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Ha cxeme Il coennnenue 4 xaopupoBain ¢ 00pa3oBaHUEM HMPOMEXYTOYHOTO coeanHeHust 6'. OnuH aToM
XJIOpa 3aMeIlalIi 3aIUTHBIM aMHHOM C ITOJy4E€HHEM MPOMEKYTOYHOTO COeTUHEHHs 7', KOTOPOEe PearupoBaio C
R'*-W ¢ 06pasoBanHeM KIIOUEBOTO HPOMEXKYTOUHOIO COCAMHEHHS 8', KOTOPOE 3aTeM PearupoBajo C pa3jimd-
HBIMH aJIbJICTUAaMH TP OCHOBHBIX YCIIOBUSIX C 00pa30BaHHEM IPOMEKXYTOYHOTO coepnHenus 10.

Ipumepsr

HmxenpuseneHHbIe NPUMEPH! MPEAHA3HAYCHBl MCKIIOYUTENBHO A WIUTIOCTPALMM M HE JOJDKHBI pac-
CMaTpUBATHCS KaK OrpaHnYMBarone. Ecian He onpeneneHo HHOe, IKCIIEPIMEHTaIbHBIE CIIOCOOB! B HIDKETIPHUBE-
JECHHBIX MPUMEpax MpPEeICTaBIAIOT co00i 0ObIdHBIE cIOcOObl. Ecny He yka3aHO MHOE, PeareHThl U MaTepHallbl
ABJISTIOTCSI KOMMEPUYECKH JOCTYITHBIMH. Bce IpHMEHEHHBIE PACTBOPUTENN W XMMHUYECKHE BEIIECTBA SBIISIFOTCS
AQHATUTHYECKH YUCTHIMU MM XUMHUYECKH YUCTBIMU. PaCTBOpUTENN IIOBTOPHO TEPETOHSIOT Iepe]] IPUMEHEHHEM.
Bce 6e3BoiHBIE paCTBOPHUTEH TOMYYAIOT MPH ITOMOIIU CTAHAAPTHBIX CIIOCOO0B HITH ATAIOHHBIX crloco0oB. CH-
mukarenb (100-200 memnr) nuist xpomatorpaduu Ha KojoHke U cuiukareib (GF254) s TonkocnoiHol Xpomaro-
rpadun (TCX), kommepuecku nocrynusie ot Tsingdao Haiyang Chemical Co., Ltd. wam Yantai Chemical Co.,
Ltd. of China; smroupoBanu nerposneitasiM 3¢upom (60-90°C)/stunaneratoMm (00./00.) ¥ BU3yaTH3UpOBaAIN IPU
MOMOIIY Hosa WK pacTBopa Moian610(ocopHOIT KUCIOTH B 3TaHOJE, €CIM HE yKa3aHO MHoe. Bce akcrparu-
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PYIOIIUE PACTBOPUTEIH, CCIIM HE YKa3aHO MHOE, BHICYIIMBAIOT HaJ 0e3BOAHBIM Na,SOy. 'H sSIMP CIIEKTp 3alHu-
CBIBAIOT Ha SIJIEPHO-PE30HAHCHOM MarHUTHOM criekrpomerpe Bruck-400 ¢ TMC (TerpameTniicuianoM) B Kade-
cTBe BHyTpeHHero cranaapra. lanupie JKX/MC nonygarot npu nomoniu BOXKX macc-criekrpoMerpa ¢ HOHHOK
nosymikoit Agilent] 100 (LC-MSD Trap), o60pynoBaHHOTO A€TEKTOPOM Ha AuogHoU Matpure (JIMJI), nerexTu-
pytomuM 1ipu 214 HM 1 254 HM 1 MOHHOU NoBymKo# (uctounnk MOP). Bee Ha3zBaHWs COCTUHEHMIA, UCKITIOYAs
pearenTsl, 00pazoBans! mpu nomou ChemDraw®.

B mocnemyronmx npumMepax IpuMEHEHH cleayoniiue ab0peBraTypsl

AcOH YKCyCHasI KHCJIOTa

BOJIH. Bonnbrit

BHUHAII 2,2’-6uc(nudennnpochuno)-1,1°-nunadprun

ConeBoii pacTBop HacplleHHbIi BOAHBIN pacTBOP XJIOPUAA HATPUS

bu Benzun

BnBr Bensunbpomun

BI1O bensounnepokcun

BSA N,O-Ouc(TpUMeTHICHINIT )aLleTAMUA

CH,Cl; unu XM Juxnopmeran

JTUAL Junzonponuiazonukapbokcunar

JIM®D N,N-umerunpopmamun

Dppf 1, I’-6uc(nudennndpocduno)peppouneH

DBU 1,8-nuazabuumkio[ 5.4.0]ynnex-7-ex

DIEA unu DIPEA N,N-auu30nponuIdTHIAMIH

JMAII 4-N,N-1uMeTHIaMUHOTUPUIUH

IM®D N,N-numeruiapopmamun

IMCO Jumerincynbhokenn

EtOAc mm DA Orunarerar

EtOH Oranon

Et,0 wnu apup JuoTHIIOBBIIH ddup

r I'pamMmbl

q Yac(b1)

HATU O-(7-Azabensorpuazon-1-mn)-N,N,N',N'-reTpame THiIy poHHi
rexcadroppochar

T'exc I'excan

HCI Consanas xucnora

I'™MJIC T'excaMeTuagucHIa3zad

B3XX BoicokoahdexTUBHAS KUTKOCTHAS XpoMaTtorpadust

IBX 2-HonokcubensoiiHas KMCI0Ta

HIiC Hsomponmioserit crimpt

i-PrOH H3omponunoBslii coupt
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KXMC JKunkocTHas XpOMaTOMacC-CIEKTPOMETPHS
Mr MunrpaMmal

M MumianaTpsl

MMOJIb Munumons

MeCN ATeTOHUTPHI

MeOH MeraHnon

MHH MuHyTbI

mc mm MC Macc-cnekTp

MTBE2 MeruntpeTOyTHIoBBIiH 3¢hup
Na,SO, Cyabar Hatpus

NBS N-BpOMCyKIIHHUMHL

NMP N-MeTunnuppoauaon

PE neTposneiHslit 3bup

PMB (4-metokcudeHnn)MeTaHaMUH
npen IIpenapaTuBHbIi

Kt unu kr KomHarHas Temmneparypa

Hac. Hacpimennsrii

TBAF @ropuz TeTpalbyTHII AMMOHHUS
TBSCl TPeT-O0y THIIAMMETHIICHIIHIT XJIOPHA
t-BuOK Tper-OyToxcua xanus

ToY TpudropykcycHas kuciaora
T Terparuapodypan

TCX TonkocioHas xpomarorpadust
MKJI MuxponuTpsl

CHHTE3 IPOMEXYTOYHOTO COeTUHEHHS |.

7-6pom-2-0yTokcu-N,N-0uc(4-merokcnbensnn)umuaasol2,1-f][1,2,4]rpuasun-4-amMmuH.

Oran A: atui-1-amuHo- 1 H-uMuaa3on-2-kapOoKCHIIaT THAPOXIOPHIL.

K cmemannoMy pactBopy 3TviI-1H-mmunazon-2-kap6okcunara (56 r, 0,4 moms) B8 HMII (1,2 L), Tpet-
BuOK (1M B TT'®, 440 M, 0,44 mois) nodasmsutu npu 20~30°C. Cmech nepememuBanu B Teuenue 0,5 4. Pac-
tBOp O-(4-HUTpOOeH30mI)rUApOoKCcHIamMuHa (80,08 T, 0,44 mons) B HMII (0,4 1) mobaBisiiv 1O Karuie mpu Me-
Hee 30°C. PacTBop nepememmBaiy npu KT B TeueHue 2 4. PactBop pazoasisimn MTED (500 mur). HCI (4M B DA,
100 mut) noGaBistmy 11t OcTaHOBKM peakimu. Juatomur (20 r) mo0OaBisiiy K BBIIICYKa3aHHOH cMecH M 3aTeM
nepemernBany B Tedenue 0,5 4. Cmech ¢punbrpoBanu. @uibrpat pasdasisumm MTBED (2 1) u HCL (4M B DA,
200 mur) no xamre. CycnieH3uio nepeMernuBainu B tedeHue 0,5 4 u GuiabrpoBaad. OUIBTPOBAIBHBIN 0CalOK
npomeiBa MTED 1 BEICYIIMBAIHN B TeYH JI0 TIoTydeHus mpoaykta (70 T, 91%). MS: m/e 156 (M+1)".

Oran  B: cmech  aTmi-1-((3ToKcukapOoHMIT)aMuHO)- | H-uMunazon-2-kapOokcmnara ©  3THI-1-
(ma(>ToKcukapOoHwT)aMuHO)- | H-umumazon-2-kapbokcumnara (1:1).

K nepememannoMy pactBopy dTui-l-amuno-1H-umumazon-2-kapbokcunar rugpoxiopuna (80 r, 0,42
Moisib) B TT'® (900 mm) u H,O (900 mm), mo6asmsimn Heckonbkumu mopimssmu NaHCO; (178,9 1, 2,1 Mounb).
Arunxnoppopmar (98,55 r, 0,9 Monb) nobasism Mo karuie npu temrneparype menee 30°C. Cmech nepemeru-
BaJIM IIpH KT B TeueHue 4 4. Cmech pazoasisumu DA (1 1) u 3aTeM pasaensian. BoxHsii cioit sxcTparuposanu DA
(800 m1). CoOpaHHBII OpraHWMYCSCKHUI CIIOW MPOMBIBAJTIH COJIEBBIM PACTBOPOM, BeICyIIHBAIU Hax Na,SOy, (huib-
TPOBAJIM ¥ KOHLEHTPHUPOBAIIH 10 MMOJYYEeHHs HEOUHIIEeHHOTo npoaykTa (113 1) B BUIIE KeNTOro Macia, KOTopoe
TIPUMEHSUTH HETOCPEICTBEHHO Ha CIe/yIoleM dTare Oe3 jJanbHeiinieii ounctkn. MS: m/e 228 (M+1)" & m/e
300 (M+1)".

Oran C: umuaazo[2,1-f][1,2,4]tpuasun-2,4(1H,3H)-auoH.

B 3anmasHHy0 TpyOKYy MOMeIam cMech 3THI- | -((3TokcnkapOoHn )aMuHO )- | H-mmuazon-2-kapOokcunara
1 oTIII- | -(mu(3ToKCcHKapOoHMIT)aMuHo )- | H-umumazon-2-kapookcuiara (110 1) B ruapokcuaa ammonus (400 mur,
3,6 V) u UIIC (200 mi, 1,8 V). Cmech nepemermuBaiu npu 120°C B Tedenune Houu. [Tocie oxXmakaeHMsI CMeCh
dunpTpoBaH. OUIBTPOBATBHBIN 0camok MpoMbiBam MeOH. ®uibTpaT KOHIICHTPUPOBAIN TIPH MTOHWKCHHOM
nasieHun. [lomydeHHBINH ocanok cycrnenaupoBanud B MeOH, ¢unbprpoBasm u pombeiBam MeOH. TTomydeHHbIH
(UITBTPOBAIBHBII OCaI0K M NMPEABIAYIINIA (UIBTPOBAIBHBINA 0CAJ0K CMEIIMBAIN U BHICYIIMBAIN B M€Y 10 HO-
JydeHus npoykra (56 r) B Buze 6e10ro TBeporo Bermectsa. MS: m/e 153 (M+1)".

Oran D: 7-6pomumunazo[2,1-f][1,2,4]rpuazun-2,4(1H,3H)-quoH.

K pactBopy mmunazo[2,1-f][1,2,4]rpuazun-2,4(1H,3H)-muona (30 r, 0,20 mons) B H,O (1,2 m), NBS (u-
opomcykiuHuMuI) (24,6 T, 0,14 Mosb) HOOABISUIM HECKOJIBKMMH TOPLMSAMH NpU Temieparype menee 25°C.
CMmech nepemMeniBany npu KT B Teuerne | 4. Cmech prupTpoBamy. OUiabTpaT KOHIECHTPUPOBAIH IS YAAJICHUS
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pactBopurens. [lomydeHHBIH 0caI0K U NpeAbIAYIIni (HIHTPOBAIBHBIA 0CaJOK CMEIIUBAIM M CYCIICHIHNPOBAIN
B MeOH (20 V) n 3atem MeOH:H,0 (1: 1, 20 V) mnsa nonyuenus npoaykra (30,4 r, 94%) B Buae Oesoro TBep-
noro BemectBa. MS: m/e 231 (M+1)".

Oran E: 7-6pom-2,4-nuxnopumunasol2,1-f][1,2,4]tpuasun.

B 350 mu 3anmasiHHy0 TpyOKy momermanu 7-6pomumunasol2,1-f][1,2,4]rpuaszun-2,4(1H,3H)-muon (10 r, 43
MMOJIb), TpuAITHAAMUH Tuapoxiopua (12 r, 88 mmons) u POCI; (100 mim). Cmech nepemernmBany nipu 120°C B
teyeHne Houu. CMmech KoHIeHTpupoBanu mis yaaneHus POCl;. Ocamok pazodasisimun DA (200 Min) 1 Ipu TemIie-
patype menee 20°C nobasmsun nio karie Hac. NaHCO; (BomH.) 1o 3Hauenus pH Beimie 7. PacTtBop pazmemnsuin.
Oprannyeckuii cioi nmpombiBam H,O, BeicymmBanu Hax Na,SO,, ¢wisTpoBanmn n KoHueHTpHupoBanu. [lomy-
YEeHHBIH 0CaJI0K OYMILAIN TTOCPEICTBOM XpoMaTorpadun Ha kojoHke 0-20% DA B [1D ans nmomydeHus: mpoayk-
T1a (8,5 T, 73%) B BUzeE Genoro TBepaoro BemecTsa. MS: m/e 267 (M+1)".

Oran F: 7-6pom-2-x1op-N,N-6nc(4-merokcnbensnm)umuaaso[2,1-f][1,2,4 ] rpuazun-4-amMuH.

K mepemenranaoMy pactBopy 7-0pom-2.4-muxnopumunaso[2,1-f][1,2,4]tpuasuna (30 r, 0,11 mone) B TTD
(500 mu1) nobGaemsum mo karte TOA (22,6 T, 0,22 Moip). CMech epeMenuBaiy npu KT B TeueHue 10 muH. Pac-
TBOp Ounc(4-metokcubensmn)amuna (31,6 r, 0,12 mosp) B TT'® (80 mur) 106aBIsTH MO Karwie K BBIICYKa3aHHOMY
pactBopy. CMech IepeMennBaiiy py KT B Teuenue 2 4. PactBop racwmm H,O (300 Mo1) 1 3aTeM 3KCTparupoBaH
3A (200 mix2). Opranudeckuii cJ0i TPOMBIBAIN COJIEBBIM PAacCTBOPOM, BhICYIIMBaiy Hag Na,SO,, puisTpoBa-
T 1 KOHIeHTpupoBaiu. [lomydenHsiid ocamok cycneHaupoBaiu B [19 (300 mMi1) U GUIBTpOBAN 10 MOJTYICHHUS
npoxykTa (41,4 r, 76%) B Buze Genoro TBepaoro semecTsa. MS:M/e 488 (M+1)".

Oran G: 7-6pom-2-6yTokcu-N,N-ouc(4-MeTokcnbensmn)umuaaszo[2,1-f][ 1,2,4| tpuazun-4-amMuH.

CMmecs.

7-6pom-2-x10p-N,N-6uc(4-meTokcnoen3mwn) umuaaso|2,1-f][ 1,2,4]tpuazun-4-amuna (35 r, 71,6 MMoIb) 1
H-BuONa/u-BuOH (20%, 200 M) nepemermBanyu npu 80°C B atmocdepe N, B Teuenue 1 4. PactBop racumm
H,0 (200 mur). Boansrit pactBop axctparupoBaiu DA (150 mnx2). CoOpaHHBIE OPTaHUIESCKUE CIIOU TTPOMBIBAIH
COJIEBBIM pacTBOpPOM, BhICymmBanu Haja Na,SO4 GHIBTPOBAIM M KOHIEHTpUpoBanu. [loiydeHHBIH ocamok
OYMIIATH TIPH TOMOIIM Xpomarorpadun Ha kosonke 0-20% DA B I1D mia nmomydyenus npoxykra (33 r, 88%) B
BUJIE GECLIBETHOTO MAClIa, KOTOPOE 3aCTHIBANIO CIYCTS HECKOIBKO yacoB. MS: m/e 526 (M+1)".

Coemunenne Al:  2-0yrokcu-7-(4-(mupponuaus- 1 -wimetnn)oensmwn)umunaszol 2, 1-f][ 1,2 4] rpuazun-4-
aMUH.

Oran A: 7-6pom-2-xnopumunazo2,1-f][1,2,4]tpuazun-4-amuH.

Peaknmonnyro cmech 7-0pom-2,4-muxnopumunasol2,1-f][1,2,4]rpuasuna (2,37 r, 8,84 MMoab) B THAPO-
kerna ammorus (30 M) nmepememmBany npu 80°C B TedeHre Hourn. CMech OXJIaXIalu 10 KOMHATHOW TeMIiepa-
TypHI ¥ 0Ca10K (PUITBTPOBAIIH JI0 TIOTydeH s HeOUHIIeHHoro npoaykTa (1,7 T, 77%). MS: m/e 248 (M+1)".

Oran B: 7-6pom-2-0yroxcuumunaso|2,1-f][1,2,4]tpuasun-4-aMuH.

Cwmech npoaykra stana A (1,7 r, 6,84 Mmonb) n Oyranonara Hatpus (50 miu, 1M B 1-Oytanoise) nepeme-
mmBany rpu 70°C B Teyenne Hour. CMeCh BBITAPUBAIIM U OCAJIOK Pa3BoMI MeTaHoiIoM. Ocanok GpuiIbTpoBaIn
C IOJyYeHUEeM HeouHIeHHoro npoaykTa (1 r, 51%).

'H SIMP (400 MI'n, JIMCO-d) & 8,31 (s, 1H), 8,24 (s, 1H), 7,60 (s, 1H), 4,24 (t, ]=6,5 Hz, 2H), 1,81-1,62
(m, 2H), 1,53-1,34 (m, 2H), 0,94 (t, J=7,4 I'u, 3H) ppm. MS: m/e 286 (M+1)".

Oran C: tper-Oytmn(7-6pom-2-0yrokcunmunaso[2,1-f][1,2,4]rpuazun-4-mm)(TpeT-0yTOKCHKapOOHIIT)Kap
Oamar.

K pactBopy npoaykra stana B (525 wmr, 1,84 mmouns) u JIMAII (224 mr, 1,84 mmons) B nuxsiopmerane (20
MJI) 100aBisUTH Au-TpeT-OyTrnaukapoonat (1,2 T, 5,51 mmons). [TorydeHHYI0 cMech TIepeMeInBaIl MPH KOM-
HATHOW TemrepaType B TeueHne Hodu. CMech pa3BOaMIN JuxjopMeTaHoM (20 M), IpOMBIBAIIM BOJOW M COJIe-
BBIM PacTBOPOM, BeIcymuBainy Hajx Na,SOy4 GUIbTpOBaIM M BBIIAPHBAIN A0 IOIYUCHUS HEOUHIIEHHOTO IPO-
JlyKTa £650 Mr, 72%), KOTOPBIA MPUMEHSIIN Ha CICeIyIOmeM dTamne 06e3 JOTOIHATENIFHON 0uncTKi. MS: m/e 486
M+1)".

Oran  D: tper-0yTHi-(2-0yrokcn-7-(ruapokcu(4-(mupponuanH- 1 -mimetnn)peHmn ) MeTHI ) umMuaasol 2, 1-
f][1,2,4]rpuazun-4-mn)(TpeT-0yToKCHKapOOHMIT)KapOamar.

K pactBopy nponykra sramna C (650 mr, 1,33 mmons) B TI'® (30 mur) B atMocdepe azora 100aBisuH H-
BuLi (0,8 M, 2,00 mmoib, 2,5M B rekcane) npu -78°C u nepememmBany B tedenue 0,5 4. [Tocne nodapnenus 4-
(rmppomuans-1-nnmernn)oensanbaeruaa (378 mr, 2,00 mmois). CMeck HarpeBaiI 10 KOMHATHOM TeMITepaTyphl
B TeYeHHE HOYM. Peaknuro racnim BogHEIM HachleHHBIM pacTBopoM NH,Cl 1 monmy4eHHyto cMech 9KCTparupo-
Basn atmianeraroM (30 mirx3). KomOMHMpOBaHHBIE OpraHUYecKHe CJIOM BeIcymmBany Haj Na,SO,, puisTposa-
T ¥ BBIIAPUBAIH 107 BakyymMoM. OcaloK OYMIAIH MPH MOMOIIK XpoMmatorpadun Ha KoJIoHKe (3oeHT: Me-
OH/IXM = 0,1% k 5%) ¢ nosyuenuem npoaykta (200 mr, 30%). MS: m/e 597 (M+1)".

Oran E: 2-6ytokcu-7-(4-(mupponuans- 1 -unmeTwn)oer3mn)umunaszol2,1-f][1,2,4]|tpuazun-4-amun (coenu-
HeHue Al).

Peaknmonnyro cMmech mpoaykTa stana D (140 mr, 0,28 MMOIb), TPUDTOPYKCYCHYIO KHCTIOTY (2 MIT), TPH-
stwicunad (2 mi) u auxnopmetan (1 M) mepememmBanyu npu 40°C B Teuenne Houn. [locie 3aBepimeHuss cMech
BBIMMApUBAIHN U omenaunBanu. Ocanok ounmianu mpu nomonu cucteMbl CombiFlash (amoent: MeOH/IXM =
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0% k 10%) ¢ momydyenuem npoaykra (50 mr, 47%).

'H SIMP (400 MI'n, IMCO-dg) & 8,15 (s, 1H), 8,04 (s, 1H), 7,30 (s, 1H), 7,29-7,18 (m, 4H), 4,19 (t, J=6,6
I'y, 2H), 4,11 (s, 2H), 3,59 (s, 2H), 2,49-2,33 (m, 4H), 1,70-1,61 (m, 6H), 1,50-1,32 (m, 2H), 0,92 (t, J=7,4 I'L,
3H) ppm. MS: m/e 381 (M+1)".

Coenunenne A2: 2-0ytokcu-7-(4-(3-(auMeTnnaMuHO))ponokcH )oen3mn)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH.

Oran A: 4-(3-(IMMeTHIaMIHO )IPOTIOKCH ) O H3aJTh ICTHI.

DIAD (2,5 r, 12,3 Mmomb) 100aBisUTH IO Karuie K pactBopy 4-runpokcubensanpaeruaa (1 r, 8,2 MMonb),
3-(mumernnamMuHo ))iponiad-1-oma (1,2 r, 12,3 mmoins) u tpudenmwidocdana (3,2 r, 12,3 mmoinn) B TT'D (20 mur)
mpu 0°C B atMocdepe N,. Cmech HarpeBaliv JI0 KT U IIepEeMeEIINBaii B TedeHre 6 4. Peakuuto racwmm Boaoi (20
MJI), SKCTparupoBajiu sTuiamneraroM (20 Mi) 1 IpOMBIBau cojieBbIM pacTBopoM (10 mir). OpraHudeckue ciou
BBICYIIMBAJIM, KOHIIGHTPUPOBAIM U ouninany npu nomoiny CombiFlash o monmywenus npoaykra (1,1 1, 65%) B
Bl OECLBETHOTO Macia.

'H SIMP (400 MTI'ti, CDCl;) & 9,88 (s, 1H), 7,82 (d, J=8,0 I'i, 2H), 7,00 (d, J=8,0 ', 2H), 4,11 (t, J=8.,0
', 2H), 2,46 (t, J=8,0 ', 2H), 2,26 (s, 6H), 2,02-1,96 (m, 2H) ppm. MS: m/e 208 (M+1)".

Otan B: TpeT-0yTHi-(2-6yToKcu-7-((4-(3-(auMeTnIIaMIHO )IpOTIOKCH ) peHIIT) (THAPOKCH )METHII)-
nmuznasol|2,1-f][1,2,4]rpuazns-4-mn)(TpeT-0yToKCcHKapOOHMIT)KapOamar.

Oxnaxxpernbiit pactop 6pomuna (100 mr, 0,2 Mmonb) B TT'® (3 M) mipu -78°C mpoxyBanu N,, U 3aTeM
nmobasnsm o karute H-BuLi (1,6 M, 0,3 mu). [Tocie nepememmBanus npu -78°C B Tedenune 30 MUH 100aBIISIIH
4-(3-(mumeTriiaMuHO )IIporioken )oer3anbaerus (83 mr, 0,4 Mmonb) B TT'® (1 mur). [TomydeHHYIO cMeCh Tiepeme-
IIMBAJIM TIPH JaHHOH TemmepaType B TeueHne 30 MHH, ¥ 3aTeM HarpeBajii 10 KT B Te€4eHHE HOUYH. PacTBOp racu-
mu pactBopoM NH,Cl (5 mi), axctparupoBaym dtwinaneratoMm (10 mMi1) ¥ mpoMbIBaIu CoNeBBIM pacTBopoMm (10
Mi). Opranudeckue ciaou BeicymmBaH Na,SO,, GUIBTPOBAIM U KOHIICHTPUPOBAIH 10 TOTydEHHUS HEOUHUIIICH-
HOTO MPOJIyKTa, KOTOPHIH B ayibHeHeM ouunmany rnpu rnomoinu npen-TCX (JXM:MeOH=10:1) no nmomydenus
YICTOTO MPOYKTA B BHJIE 6EOro TBEpAoro BemecTsa (35 mr, 33%). MS: m/e 615 (M+1)".

Oran C: 2-0yrokcu-7-(4-(3-(numerniamMuHO)mpomnokcH)oeH3mwn)umuaaso[2,1-f][1,2,4]rpua3un-4-amMmux
(coenunenue A2).

Tpustuncunan (0,5 mi) u TpudTopykcycHyro kucaoty (0,5 Mir) 1006aBisUTH K pacTBOpY NMpOAyKTa 3Tana B
(35 wmr, 0,07 mmoip) B IXM (2 mi). Cmech HarpeBany nipu 40°C B Teuenue | 4 u 3aTeM KOHIEHTpUpoBamn. K
ocasKy n00aBisu Boay (5 M), akcTparupoBaiu dtmiarneraroM (5 mi), npombiBat NaHCOs; (5 M) 1 cosieBeIM
pactBopoM (5 Mi). OpraHudecKuid CJION BBICYIINBAIHN, KOHIIEHTPUPOBAIN ¥ OYHIIAIH TipH TioMomw mpern-TCX
(AXM:MeOH=6:1) ¢ monyuenuem npoxaykra (9 mr, 33%).

'H SIMP (400 MI'u, IMCO-dg) 8 9,75 (br,s, 1H), 8,12 (s, 1H), 8,04 (s, 1H), 7,25 (s, 1H), 7,23 (d, ]=8,0 T'n,
2H), 6,86 (d, J=8,0 I';, 2H), 4,20 (t, J=8,0 T'm, 2H), 4,07 (s, 2H), 3,99 (t, J=8,0 I'm, 2H), 3,11 (t, J=4,0 T'm, 2H),
2,74 (s+, 6H), 2,10-2,03 (m, 2H), 1,71-1,64 (m, 2H), 1,45-1,36 (m, 2H), 0,93 (t, J=8,0 ', 3H) ppm. MS: m/e 399
M+1)".

Coenunenne A3: 2-0yTokcu-7-(4-(mopdomHoMeTiT)0eH3mn)umunazo| 2, 1-f][1,2,4]rppaszun-4-amuH.

Oran A: 4-(OpoMMeTH)OCH3ATBICTHI.

K mepememannomy pactBopy noGasnsun 4-(ruapokcumerin)oensanpiaerun (7 r, 50,7 mmons) B AXM
(400 mm), NBS (17,8 , 100 mmouts) u PPh; (27,3 1, 104 Mmmous). [Tocne noGaBneHns peakimoHHYIO CMecCh Iiepe-
MEIIMBAIIN TP KT B TeueHue 4 4. Peaknmonnyro cmech npombiBasid H,O (150 muix3). Opranndeckue ciou mpo-
MBIBAJIM COJIEBBIM PaCTBOPOM, BICYIIMBaIN Haa Na,SO4, KOHIEHTPHPOBAIN ¥ OYHIIAIH ITPH TTOMOIIN XPOMaTO-
rpadun Ha KoJjoHKe (meTponeinsiii 3¢pup/EtOAc=5:1) no nomyuenns 4-(6pommermin)oensansaeruaa (9,5 T,
95%) B BUJIE Georo TBepIoro BemecTBa. MS: m/e 199 (M+1)".

Oran B: 4-(MopdoarHOMETIIT)OCH3aIb 1T HI.

K nepemermannomy pactBopy 4-(6pommermn)oen3anbaeruna (3 v, 15 mmons) B MeCN (40 mur) noGasisuin
Mopdomus (1,39 1, 16 mmons) u K,CO3 (4,17 T, 30 Mmoub). TTocie nobaBieHHs peakIMOHHYIO CMECh TiepeMe-
MUBAJIN TIPH KT B TedeHne Houn. CMmech pumbTpoBanu. @wibtpar HanuBanu B H,O u skcrparupoBamm EtOAc
(15 mnx3). KomMOMHHMpOBaHHBIE OpPraHHYECKHE CJIOM IPOMBIBAIN COJIEBHIM PAacTBOPOM, BBICYLIMBAIH Haj
Na,SO4 1 KOHIEHTPUPOBAIX OA BaKyyMoM. HeounmeHHBIH MPOAYKT OYHIIAIN MIPH TIOMOIIH XpoMaTorpaduu
Ha KosoHke (nerponeiinsiii 3gup/EtOAc=1:1) ¢ nomyuennem 4-(MopdommaomeTnin)oensansaeruna (2 r, 66,7%)
B BHJIE MacJia )eJTOTo IBETa.

'H SIMP (400 MT'1, JIMCO-d) & 10,00 (s, 1H), 7,84 (d, J=8,2 I'ri, 2H), 7,52 (d, J=8,2 I'n;, 2H), 3,74-3,67
(m, 4H), 3,57 (s, 2H), 2,50-2,42 (m, 4H) ppm. MS: m/e 206 (M+1)".

Otan C: (4-(Ouc(4-mMeTokcHOCH3 T )aMUHO )-2-0yTokcunmuazo| 2, 1-f][ 1,2,4 [ tpuasun-7-mm)(4-
(Mop¢onrHOMETHIT)(PEHUIT)METAHOIL.
K nepeMeliaHHOMY pacTtBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcubeH3mn)umuaaso[2,1-

f][1,2,4]rpuasun-4-amuna (150 mr, 0,3 mmons) B TT'® (10 mun), oxnaxaennomy no -78°C B atmocdepe a3ora,
nobapnsm o karwie H-Buli (1,6 M B rekcane, 0,75 mmous, 0,47 mun). Tlocne nepemermuBanus B Teuenue 20
MUH MEIJICHHO J00aBJIsT pacTBop 4-(MopdommHomernn)oenzanpaeruna (114 mr, 0,45 mmonb) B TT'D (2 mi).
PeakIMoHHYI0 CMeCh MEIUICHHO HATPEBaIM 10 KT U IIEPEMELINBAIN B TeUeHUE 2 4. PeakIMOHHYIO CMeCh BIIMBa-
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JI1 B HACBHIIIEHHBIA PacTBOP XJIOpHIa aMMOoHMs U dkcTparupoBain EtOAc (15 minx3). KomOuHMpoBaHHYIO Oopra-
HUYECKYIO (ha3y MPOMBIBAJTIH COJIEBBIM PACTBOPOM, BBICYIIMBAIH Hal Na,SO,, KOHIICHTPUPOBAIH C MOTyYCHHEM
TUTYIBHOTO npoaykra (220 mr, 100%), KOTOpPBIH NPUMEHSIM HETIOCPEICTBEHHO Ha ClielyroleM Jrare 0e3 J1o-
TIONIHUTENBHON ouncTkH. MS: m/e 653 (M+1)".

Oran D: 2-6ytokcu-7-(4-(MmopdommHOoMeTI)OeH3MmT)UuMua30[2,1-f][1,2,4]Tpuasun-4-amMmun (coequHEHME
A3).

PactBop (4-(6uc(4-meToxcmbeH3mi)aMuHo)-2-0yrokcuumuaaszo[ 2,1-f][1,2,4 ] tpuazun-7-nm)(4-
(MmopdomrOoMeTHN ) Permn)MeTanona (220 mr, 0,3 mmois) B TOY (3 mu) u Et;SiH (3 M) mepememmBanu mpu
80°C B Teuenue 2 4. PeakiMOHHYIO cMeCh KOHIICHTPHUPOBAIH 1Mo BakyyMoM 1iis yaasenus TOY u Et;SiH. K
ocanky mpo6asisu TOY (5 min) n nepememmBaim npu 85°C B Teuernne Houu. CMech OXJIaXKIaIl 1O KT U KOH-
[HCHTPUPOBATN B BakyyMe. HEOUHICHHBIH MPOAYKT OYHMINAIM IPU MOMOIIMU XpoMaTorpaduul Ha KOJOHKE
(AXM/MeOH=5:1) ¢ nonydenuem mpoaykra (40 mr, 33,6%).

'H SIMP (400 MT', IMCO-de) & 8,13 (s, 1H), 8,04 (s, 1H), 7,57-7,25 (m, 5H), 4,23-4,15 (m, 2H), 3,83-
3,65 (m, 2H), 3,62-3,49 (m, 4H), 2,43-2,29 (m, 4H), 1,71-1,57 (m, 2H), 1,47-1,33 (m, 2H), 0,90 (t, J=7,6 3H)
ppm. MS: m/e 397 (M+1)".

Coenuuenne A4: N'-(5-((4-amuno-2-6yroxcuumuaazo2,1-f][1,2,4]Tpuasus-7-11)MEeTHIT) TUPHTHH-2-HIT)-
N' ,NZ,Nz-TpI/IMeTI/IJ'Ii)TaH— 1,2-mnaMuH.

Oran A: 6-((2-(IUMETHUIAMHIHO )3 THII)aMAHO )HHKO THHATBIETH /I,

Cmech 6-xmopHukoTHHambaeTHaa (1 r, 7,1 mMmomb), Nl,Nl,NZ—TpI/IMeTI/UIBTaH-l,Z-Z[I/IaMI/IHa (0,87r, 8,5
mMmoutb) 1 DIEA (1,8 1, 14,2 mmons) B JIMCO (10 M) mHarpesanu pu 90°C B TeueHune Hodn. PacTBop oxiaxma-
1 1 1o6aBysy Boxy (10 M), axcTparupoBanm dtuianeTatoM (10 MiT) ¥ IpOMBIBAIA COJIEBBIM pacTtBopoM (10
Mi). OpraHudecKkdid CJIOW BBICYIIMBANM, KOHICHTPUpOBaNM U ounmianu mnpu nomomnim CombiFlash
(AXM:MeOH=4%) nns momydeHus MpoAyKTa B Buae Macia kpacHoro 1seta (0,8 T, 57%).

'H SIMP (400 MI', CDCl3) & 9,76 (s, 1H), 8,54 (d, J=4,0 T'u;, 1H), 7,90 (dd, J=8,0, 4,0 ', 1H), 6,55 (d,
J=4,0 {u, 1H), 3,77 (t, J=8,0 I'u, 2H), 3,17 (s, 3H), 2,53 (t, J=8,0 I'u, 2H), 2,30 (s, 6H) ppm. MS:M/e 208
(M+1)".

Otan B: (4-(6uc(4-meTokcnOeH3 I )aMUHO )-2-0yTokcunmuaazo| 2, 1-f][ 1,2,4 | rpuazun-7-wmm)(6-((2-
(TMMeTHIaMIHO )3 THIT)(METHIT ) aMUHO ) TUPUINH-3 -HJT)METaHOJL.

K OXJTaXAECHHOMY pacTBopy 7-6pom-2-6yrokcu-N,N-61c(4-meTokcnbeH3mT ) umMuaasol 2, 1-
f][1,2,4]rpuazun-4-amuna (150 mr, 0,29 mmons) B TT'® (8 M) npu -78°C (mpoxyBaemomy N,) mo0aBisuy 110
karmie H-BuLi (1,6 M, 0,5 mn). ITocne mepemermmBanust npu -78°C B Teuenue 30 muH nobaBmsum 6-((2-
(IMMeTHUIaMIHO )3 THIT ) aMUHO JHUKOTHHAIbAETH (88 Mr, 0,43 Mmons) B TT'® (2 min). TlomydeHHyI0 CMeCh Tiepe-
MEIIMBAIIM TIPY JAaHHOW Temrieparype B Teuerne 30 MUH 1 HarpeBajd 10 KT B TedeHue | 4. PactBop racumm pac-
tBopoM NH,CI (5 mur), sxcTparupoBanmu striameratoM (10 mir) u mpombiBaiii colieBBIM pactBopoM (10 mi). Op-
TaHWYECKHH cJIoi BhICymmBany Hax Na,SO,4, GUIbTpoBaNy U KOHICHTPUPOBAIH A0 MOTyYeHHUS HEOUHIIIEHHOTO
MpOAyKTa, KOTOPBIA B manbHedmeM ogumannu npu nomommu Combiflash (AXM:MeOH=20%) c momydeHneM
YICTOrO MPOJYKTA B BUE 6enoro Teepaoro semectsa (130 mr, 70%). MS: m/e 655 (M+1)".

Oran C: Nl—(5-((4—aMI/IH0—2—6YT0KCI/II/IMI/I,Ha30[2,l—ﬂ[l,2,4]TpI/Ia3I/IH-7-I/IJ'I)MGTI/IJI)HI/IpI/I,HI/IH—z-I/IJ'I)-NI,NZ,NZ—
TPUMETIIIITAH-1,2-muamMuH (coequnenue A4).

Tpuotuncunan (1 i) u TpudropykcycHyro kuciaoty (1 mim) noGasmsmn k pactBopy (4-(6uc(4-

METOKCHOCH3MIT)aMUHO )-2-0yTokcunmunaso[2,1-f][1,2,4]tpuaszun-7-mi)(6-((2-
(IMMeTHIaMIHO )3 THIT )(METHIT )aMHHO ) upuAnH-3-un)Metanona (130 mr, 0,2 mmoip) B IXM (2 mir). Cmech Ha-
rpeBasy Tipu 80°C B TeueHHe HOYH. PacTBOpUTEINH BBITIAPUBAIIN J0 MTOJYICHHS OCaIKa, KOTOPHIH 00padaThiBaIn
NaHCO; (5 M), skcTparupoBaiy dTHIANETATOM (5 MIT), POMBIBAIIN COJIEBBIM pacTBOpoM (5 mi). Oprannde-
CKHE CJIOM BBICYIIUBAJH, KOHIICHTPUPOBAIU U ouuInany npu nmomomu CombiFlash (IXM:MeOH=8:1) ¢ momy-
yeHneM npoaykra (28 mr, 35%).

'H SIMP (400 MI'u, IMCO-dg) & 8,13-8,05 (m, 3H), 7,52 (dd, J=8,0, 4,0 ', 1H), 7,27 (s, 1H), 6,85 (d,
J=8,0 T'u, 1H), 4,22 (t, J=8,0 'y, 2H), 4,01 (s, 2H), 3,83 (t, J=8,0 ', 2H), 3,22 (s, 2H), 2,95 (s, 3H), 2,79 (s,
6H), 1,70-1,67 (m, 2H), 1,44-1,39 (m, 2H), 0,93 (t, J=8,0 I'u, 3H) ppm. MS: m/e 399 (M+1)".

Coenunenne AS: 2-0yTokcu-7-(4-(munepunus- 1 -unmern)oer3un)umuaaso|2,1-f][1,2,4tpuazun-4-amMuH.

Oran A: 4-(unepuuH- | -HIMEeTHIT)OeH3aIbICTHI.

K nepemenrannomy pactopy 4-(6pommermn)oensansaeruna (3 r, 15 mmons) 8 MeCN (40 mit) noGasisiu
munepunud (1,36 v, 16 mmoins) u K,COs (4,17 1, 30 mmons). [Tocne mo0aBiaeHus peakIMOHHYIO CMECh TIepeMe-
MIMBaJIM TIPY KT B Teuenue Houn. CMech dmipTpoBanu. @uibrpar HanmmBanu B H,O u akerparuposamu EtOAc
(15 wmnx3). KoMOWHMpOBAaHHBIE OPTaHMYCCKUE CJIOM IMPOMBIBATM COJICBBIM PACTBOPOM, BEICYIIMBAIH Hal
Na,SO, ¥ KOHIIEHTPUPOBAIK B BakyyMe. HeounIieHHBIH TpOXYyKT OYMINAIN IPU ITOMOIIM XpoMmarorpaduu Ha
KosoHKe (merponerusit 3¢up/EtOAc=1:1) no momyuenust TurymnpHoro mponykra (2,7 r, 88%) B BHOe Macia
JKEJITOTO IIBETA.

'H SIMP (400 MI', IMCO-dg) 8 9,99 (s, 1H), 7,83 (d, J=7,9 ', 2H), 7,50 (d, J=7,9 T'u, 2H), 3,53 (s, 2H),
2,38 (s, 4H), 1,62-1,54 (m, 4H), 1,45 (d, J=4,9 T'u, 2H) ppm. MS:M/e 204 (M+1)".

Oran B: (4-(6mc(4-meToxcnOeH3MIT)aMUHO)-2-0yTokcunmuaaszo[2,1-f][ 1,2,4] tpuazun-7-wmn)(4-
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(munepuauH- 1 -uaMeTH) peHUIT)METAHOIT.

K nepeMeliaHHOMY pacTtBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcubeH3mn)umuaa3o[2,1-
f][1,2,4]rpuasun-4-amuna (150 mr, 0,3 mmons) B TT'® (10 mun), oxnaxaennomy 1o -78°C B atmocdepe a3ora,
nobasnsum o karwie H-Buli (1,6 M B rekcane, 0,75 mmous, 0,47 mun). Tlocne nepemermuBanus B Teuenue 20
MUH MEIJICHHO J00aBJISsTN pacTBop 4-(mumepuans-1-unmmetun)oen3anpaeruna (114 mr, 0,45 mmons) B TT'® (2
MIT). PeakimoHHyr0 cMech HarpeBajid MEIJICHHO /0 KT W MEepPEeMEIINBaIK B TeueHHe 2 4. PeakmoHHYyI0 cMech
BJIMBAJIM B HACBIIIEHHBIH pacTBOpP XJopuaa aMMoHus 1 skcTparupoBaii EtOAc (15 mix3). KomOunrpoBaHHYTO
OpraHMYECcKyIoO (hazy MPOMBIBAIM COJEBBEIM PACTBOPOM, BBICYIIHMBAIH Hal Na,SO,, KOHIICHTPUPOBAIH 0 MOIY-
yerns npoxaykra (270 mr, 100%), KOTOPBIH HEMOCPEICTBEHHO MPUMEHSITH Ha CIEAYIONEM dTare 0e3 OTOIHH-
TeNBbHOM ourcTKh. MS: m/e 651 (M+1)".

Oran C: 2-0yrokcu-7-(4-(munepuauH- 1 -unmern)oeH3mn)umunaszol2,1-f][1,2,4]rpuasun-4-amun (coemu-
HeHue AS).

PactBop (4-(6uc(4-meTokcnOeH3 W1 )aMuHO )-2-0yTokcunmuaaso[2,1-f][1,2,4 | rpuazus-7-wmm)(4-
(munepuau-1-unMern)pennn)meranona (270 mr, 0,3 mmons) B TOVY (3 mu) u Et;SiH (3 i) nepemeimnBanu
npu 80°C B TeueHue 2 4. PeakiMoOHHYIO0 cMech KOHIICHTPUPOBAJIH 0] BakyyMoM aist yaanenus TOVY u Et;SiH.
K ocanxy mo6asysmu TOVY (5 mi) u nepemernmBanu npu 85°C B TeueHue HOUH. CMECh OXJIKIAIH O KT ¥ KOH-
IEHTPUPOBAIIA B BakyyMe. HeounIeHHbIH pOoAyKT OYHIIaiy npu oMoy npern-BOXKX no momydenus mpo-
nykra (50 mr, 42%).

'H SIMP (400 MI'ty, IMCO-dq) & 8,12 (s, 1H), 8,03 (s, 1H), 7,30 (s, 1H), 7,24-7,17 (m, 4H), 4,19 (t, J=6,5
I'm, 2H), 4,11 (s, 2H), 3,35 (s, 2H), 2,31-2,21 (m, 4H), 1,70-1,61 (m, 2H), 1,45 (m, 4H), 1,42-1,31 (m, 4H), 0,91
(t, J=7,3 ', 3H) ppm. MS: m/e 395 (M+1)".

CoennHeHme A6: 2-0ytokcH-7-(4-((4-MeTunmumnepa3uH- 1 -11)MeTH ) 0eH3 ) uMuaa3o[ 2, 1-
f][1,2,4]rpra3uH-4-amMmuH.

Oran A: 4-((4-MeTwmunepasut- 1 -11)MeTHI)0eH3aIbACT UL,

K nepemenrannomy pactsopy 4-(6pommermin)oensansaeruna (3 r, 15 mmons) 8 MeCN (40 mut) noGasisiu
munepunud (1,6 r, 16 mmons) u K,CO; (4,17 1, 30 mmons). [Tocite moGaBieHUsT peakIMOHHYIO0 CMECh IepeMe-
IIMBAJY NIPH KT B TeueHne Houn. Cmech (rbTpoBanu. Gunsrpar BnuBamm B H,O u sxcrparuposamu EtOAc (15
Mix3). KoMOMHUpOBaHHBIE OpraHWMYECKHE CJIIOW MPOMBIBATM COJIEBBIM PACTBOPOM, BBICYIHBaK Hax Na,SO, u
KOHIICHTPUPOBAIXA B BakyyMme. HeouuIieHHBIH MPOAYKT OYMINAIU MPH HOMOIIM XpoMaTrorpaduu Ha KOJOHKE
(merponeiinbiit 3¢up/EtOAc=1:1) ¢ monyuenuem 4-((4-metwnnunepasus-1-wi)mermn)oen3anpaeruga (2,3 1,
71,8%) B BHzIe Maca enToro mseta. MS: m/e 219 (M+1)".

Oran B: (4-(6uc(4-metokcnOeH3min)aMuHo)-2-0yrokcunmuaaso[2,1-f][ 1,2,4]rpuazun-7-wmn)(4-((4-mMeTunm
uTepa3uH- 1 -win)Me T ) GeHIT)METaHO.

K epeMenanHOMY pacTBopy 7-6poM-2-0yTokcu-N,N-6uc(4-meTokcrnOeH3un )uMu1aszo[ 2, 1-
f][1,2,4]rpuasun-4-amuna (150 mr, 0,3 mmons) B TT'® (10 M), oxnaxaerromy 1o -78°C, u B atmocdepe a3ora
nobasnsm o karwie H-Buli (1,6 M B rekcane, 0,75 mmous, 0,47 mun). Tlocne nepememmBanus B TeueHue 20
MHHYT, MEIUICHHO H00aBusiinu pactBop 4-((4-mermnmunepasus-1-wnm)merwn)oenzanpaeruga (122 wmr, 0,45
MMoub) B TT'® (2 mur). PeakiimoHHYI0 cMeCh MEAJICHHO HarpeBalli 10 KT U IIepeMenInBany B TeueHue 2 4. Peak-
IIMOHHYIO CMECh BIIMBAJM B HACBIIIEHHBIH PacTBOp XJOopHaa aMMOHHS W dKcTparupoBamn EtOAc (15 mux3).
KomOnHnpoBanHyIo oprann4eckyio (a3y MpoMbIBaJIM COJIEBBIM PACTBOPOM, BhICYIINBaNU Hag Na,SO,, KOHIEH-
TpupoBaiu 1o noxydenus npoaykra (300 mr, 100%), KOTOpPBIH HEMOCPEACTBEHHO NMPUMEHSUIN HA CIIEIYIOIIEM
srane 6e3 JOMOTHUTENbHOH ouncTkr. MS: m/e 666 (M+1)".

Oran C: 2-0yTtokcu-7-(4-((4-metmnmunepasus- 1 -uwn)meTin)oensmwn)umuaaso|2,1-f][1,2,4]rpua3un-4-amuH
(coemunenne A6).

PactBop (4-(Ouc(4-meTokcubeH3mn)aMuHO )-2-0yTokcunmuaso[2,1-f][1,2,4]rpuasun-7-mr)(4-((4-meTrnmn
unepazus- 1 -wn)metwn)permn)meranona (300 mr, 0,3 mmonp) B TOY (3 mn) u Et;SiH (3 M) nmepememmBanu
mpu 80°C B TeueHue 2 4. PeakiMOHHYI0 CMeCh KOHIICHTPUPOBaIHM B Bakyyme s yaanenus TOY u Et;SiH. K
ocanky mpo6asisu TOY (5 min) n nepememmBaim npu 85°C B Teuenne Houn. CMech OXJIaXKIaId 1O KT U KOH-
[EHTPUPOBAIIA B BakyyMe. HeounIeHHbIH pOAYKT OYHIIaay npu oMoy npern-BOXKX no mosrydenus mpo-
nykra (60 mr, 49,1%).

'"H SIMP (400 MT'i, IMCO-de) & 8,13 (s, 1H), 8,03 (s, 1H), 7,30 (s, 1H), 7,24 (d, J=7,9 I'n;, 2H), 7,19 (d,
J=7,9 I'n, 2H), 4,19 (t, J=6,5 T'n, 2H), 4,11 (s, 2H), 3,38 (s, 2H), 3,21-2,17 (m, 8H), 2,12 (s, 3H), 1,71-1,59 (m,
2H), 1,45-1,33 (m, 2H), 0,92 (t, J=7,4 ', 3H) ppm. MS: m/e 410 (M+1)".

Coenunenne A7: 2-0ytokcu-7-(3-(munepunus- 1 -unmermn)oen3un)umuaaso|2,1-f][1,2,4tpuazun-4-amMuH.

Otan A: (4-(Ouc(4-mMeTokcHOCH3 T )aMUHO )-2-0yTokcunmuazo| 2, 1-f][ 1,2,4 [ tpuasun-7-mm)(3-
(munepuauH- 1 -uaMeTH ) heHUIT)METAHOIT.
K epeMenanHOMY pacTBopy 7-6poM-2-6yTokcu-N,N-6uc(4-meTokcrnOeH3un ) uMu1aso[ 2, 1-

f][1,2,4]rpuasun-4-amuna (200 mr, 0,38 Mmmois) B TI'® (10 mun) mpu -78°C B atmochepe N,, nobasisumm H-BuLi
(1,6 M, 0,60 v, 0,96 mmons). PactBop mepememmBamu nipu -78°C B Tedenwe 30 muH. 3-(mumnepuauH-1-
nnmetnn)oensanpaerus (116 mr, 0,57 mmons) B TT'® (2 mim) 706aBisuH 1O Karuie K BBIIIEYKa3aHHOMY PacTBO-
py. Iocne mobaBneHus: pacTBOp HArpeBajH J0 KT M 3aTeM NepeMelinBany B Tedenue 3 4. [Tocne 3aBepiieHus
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peakmoHHyto cMech racuiu H,O (20 min) u axctparupoBamu JIXM (20 muix3). Opraawdeckyto a3y mpombiBa-
m H,O (10 mi1), BRICYIIMBATN M KOHIEHTPUPOBAIH TIPH MTOHW)XEHHOM JIAaBJICHUH JI0 TOJYYEHHsI HEOUHUIIIEHHOTO
NPOJYKTa B BHJE Macia >KeITOro I[BETa, KOTOPOE HEIOCPEICTBEHHO NPUMEHSUIM Ha CJIAYIONIEM dTare 0e3 10-
TIONIHUTENBHON ouncTKH. MS: m/e 651 (M+1)".

Oran B: 2-0yrokcu-7-(3-(munepuaus- 1 -mimernn)oen3nn)umunasol2,1-f][1,2,4]rpuaszun-4-amuna (coemu-
HeHue A7).

PactBop (4-(6uc(4-meToxcmbeH3mi)aMuHo)-2-0yrokcuumuaaszo[ 2,1-f][1,2,4 ] tpuazun-7-nm)(3-
(munepuans- 1 -ummeTmn)peHnn)MeTanoa (HeouueHHoro) B TOY (2 mi) u TpudTHICHIaHa (2 M) TIepeMeIIn-
Banu nipu 80°C B TeueHnue 15 4. PacTBOp KOHIEHTPHPOBAIN NPH TIOHKEHHOM NABICHUM JJISl yAAJCHUS TPH-
stwicunana. Ocanok pactBopsuid B TOY (2 mi) u nepememmBany pu 80°C B Teuenne Houw. [locie 3aBepiie-
HUS peakIMoHHyIo cMech racwin BogH. NaHCOj; (Hac, 25 mun) u 3ateM skctparupoasi JIXM (20 murx3). Opra-
HUYECKYIO (pa3y KOHIEHTPHPOBAIN TIPH MOHMKEHHOM JaBJIEHUH, M MTOJYYEHHbIH 0Ca0K OYHINAIN TP ITOMOIIH
npen-TCX ¢ IXM:MeOH (10:1) mns nosryyenus npoaykra (81,54 mr).

'H SIMP (400 MT';, IMCO-dq) & 8,16 (s, 1H), 8,07 (s, 1H), 7,40 (d, J=8 I', 4H), 7,32 (s, 1H), 4,31-4,09
(m, 6H), 3,31-3,12 (m, 2H), 2,90-2,70 (m, 2H), 1,87-1,60 (m, 7H), 1,45-1,28 (m, 3H), 0,91 (t, J=8 I'u, 3H) ppm.
MS: m/e 395 (M+1)".

Coenunenne AS8: 2-0ytokcu-7-((2-mu3omnpornmi-1,2,3,4-TeTparuipon30XnHOINH-6-mI)MeTHI) MK 1a30[2, 1-
f][1,2,4]Tpra3un-4-amMuH.

Oran A: 6-6pom-2-u3onponmi-1,2,3,4-TeTparuIpon30XNHOTHH.

K pactBOpy 6-6pom-1,2,3,4-Tetparuapounsoxunonuna (1,06 r, 5 mmons) B MeOH (3 mur) mobaBmsim are-
toH (3 mur) 1 AcOH (10 xamens). 3arem cMech nepememuBaiy npu 80°C B Teuenue 1,5 9. CMech oxmaxaany 10
koMHaTHOU Temmeparypsl NaBH3CN (0,93 1, 15 MMoib) 100aBIISITH HECKOJIBKUME TIOPIUSAMH U TIOTyYEHHYIO
CMech MepeMeIInBaIy PH KOMHATHON TeMIiepaTrype B TedeHne 3 4. Peakiinro KOHIICHTPHPOBAIH, pa30aBIsuII
Bonoit (30 mu), axctparupoBamu EtOAc (50 miix2). KoMOMHUpOBaHHBIC OPTraHUYECKUE CIIOW MPOMBIBATH COJIC-
BBIM PAacTBOPOM, BeICYIMBaIH HaJ Na,SOy4, GUIbTpoBaIH U KOHIEHTpUpOBaIH. OCaoK OYHUIIATIHN TPU TOMOIIH
CombiFlash ¢ monmyuenuem nenesoro coenunenns (450 mr, 36%) B Buae Macna. MS: m/e 254 (M+1)".

Oran B: 2-n3onponun-1,2,3,4-TeTparupon30XHHOINH-0-KapOanbaeru.

K pactBopy nponykra stama A (450 wmr, 1,77 mmons) B TI'® (5 min) moGasmsmm H-BuLi (2,2 Mo, 1,6
MOJIB/1, 3,54 MMOJIB) 1O Karuie, HOAJep KUBast TEMIepaTypy B Iuarnasone ot -75 no -65°C. Cryctst 30 MmuH no-
6aBistmu o karuie JIM® (258 wmr, 3,54 MMoIIb) U TOSTy4eHHYIO cMech nepemerinBany npu -65°C B Tedenue 30
MuH. Peaknuro racuny HackinieHHbIM pactBopoM NH,Cl, skctparuposanu EtOAc (60 mit), IpOMBIBAJIN COJIEBBIM
pacTBOopoM, BeIcymmBaind Han Na,SO, GuIbTpoBaM W KOHIEHTpUpoBamu. Ocalok OYHINAIH TPH TTOMOIIH
(rem-xpomarorpaduu ¢ moiydeHneM meaeBoro coeannerus (250 mr, 69%) B Buxe mMacia.

'H SIMP (400 MI'u, CDCl;) & 9,94 (s, 1H), 7,68-7,60 (m, 2H), 7,20 (d, J=8,0 T'u, 1H), 3,90-3,78 (m, 2H),
3,11-2,95 (m, 3H), 2,90-2,80 (m, 2H), 1,18 (d, J=6,4 ', 6H) ppm. MS: m/e 204 (M+1)".

Oran C: (4-(6buc(4-MeTokcnOEeH3MIT)aMUHO)-2-0yTokcunmuaaszo[2,1-f][ 1,2,4 ]| tpuazun-7-min)(2-H30Iporu -
1,2,3,4-TeTparuApon30XuHOINH-6-MIT)METaHOJ.

K pactBOopy 7-Opom-2-0yTokcu-N,N-6uc(4-metokcubenzmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (150
Mr, 0,285 mmons) B TT'® (5 M) mobasnsiimu o karute H-Buli (0,44 mur, 0,71 MMomh), ToAnep KkuBasi TeMIiepary-
py B nuamnazone ot -75 no -65°C. Cryctst 30 MuH 1o Karute Jo0aBiIsiaM cMech npoaykra stana B (87 wmr, 0,423
mmoib) B TI'® (4 mu). [oxyuennyio cmeck nepememuBainy npu -70°C B Teyenne 1 4 M 3aTeM HarpeBaiu Jo
KOMHaTHOW TeMmIepatypsl B TedeHue 1 4. Peakuuto racunm HacwimeHHbM pactBopoM NH,Cl, akcrparuposanu
EtOAc (80 mi1), MpOMBIBAJIM COJIEBBIM PAacTBOPOM, BhICyIInBany Haj Na,SOy4, GUIbTpoBaTy M KOHIECHTPUPOBA-
. OcaJjoK OYMINaJIM pU oMoy xpoMarorpadun Ha kosonke (JJXM/MeOH=50/1) ¢ momy4yeHueM LeNeBOro
coenurenus (60 mr, 32%). MS: m/e 651 (M+1)".

Oran D: 2-0ytokcu-7-((2-uzonponmi-1,2,3,4-TeTparuApon30X HHOIUH-6-MIT)METHIT) UMUAa30[ 2,1 -
f][1,2,4]rpuasun-4-amuH (coenuuenHue AS).

K cmecu mpoaykra atama C (60 mr, 0,092 mmoins) B TOY (2 M) modasismu Et;SiH (2 mom). Peakiuio Ha-
rpeBasi ipu 80°C B Teuenne 2 4. CMech KOHIICHTPUPOBAIHU JI0 CYXOCTH M 0canok obpadareiBamu TOY (4 ).
Peakmuro HarpeBanu mpu 85°C B TedeHue Houn. CMech KOHIIEHTPUPOBAIN M OCAIOK OYMINAIHA MPU TTOMOIIH
npen-BIXX. Cobpannyto ¢pakuuro omienaynsanu pacrBopom NaHCO;, skcrparuposanu IXM (60 mui), mpo-
MBIBAJIM COJICBBIM PacTBOPOM, BhICynInBain Hall Na,SOy4, GUIBbTpOBaNIN M KOHIEHTPUPOBAIHN C TIOJyYSHUM IIPO-
nykra (20 mr, 55%).

'H SIMP (400 MI'n, IMCO-dg) & 8,11 (s, 1H), 8,02 (s, 1H), 7,27 (s, 1H), 6,85-6,15 (m, 3H), 4,20 (t, J=6,4
I'y, 2H), 4,05 (s, 2H), 3,57 (s, 2H), 2,91-2,76 (m, 1H), 2,74- 2,60 (m, 4H), 1,74-1,62 (m, 2H), 1,47-1,34 (m, 2H),
1,03 (d, J=5,6 T, 6H), 0,92 (t, J=7,2 T'i, 3H) ppm. MS: m/e 395 (M+1)".

Coenunenne A9: 2-0ytokcu-7-((2-muzomnpornmi-1,2,3,4-TeTparuipon30XnHOINH-7-WI)METHI)uMK1a3o[2, 1-
f][1,2,4]rpra3uH-4-amMuH.

Oran A: 7-6pom-2-u3onponui-1,2,3,4-TeTparuipon30X NHOTHH.

K pactBOpy 7-6pom-1,2,3,4-retparuapounsoxunonuna (1,06 r, 5 mmons) B MeOH (3 mur) mob6aBmsim arie-
toH (3 mur) 1 AcOH (10 xaruteit). 3atem cmech nepemernuBany npu 80°C B Teuenue 1,5 4. CMech oxaxaany 10
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komHaTHOU Temneparypsl NaBH;CN (0,93 r, 15 MMoinb) 100aBisiin HECKOJIBKUMH TOPILMSMHI W MOJTYYCHHYIO
CMEeCh IepEeMEIINBAIM NP KOMHATHOW TeMIlepaType B TeueHHe 3 4. Peakiuio KOHIEHTPHPOBAIN, Pa3BOIMIH
Bozo#t (30 mu), axctparupoBamu EtOAc (50 mix2). KoMOMHUpOBaHHBIC OPraHUYECKUE CIIOW MPOMBIBATH COJIC-
BBIM PacTBOPOM, BBICYIIMBaIU Hal Na,SO,, GUIFTPOBAN, KOHICHTPUPOBAIH U 0CAJ0K OYHIIATH PU MTOMOIIU
(I)Ham—i(pOMaTOFpa(l)HH ¢ mosrydeHueM 1eneBoro coexmHeHus (930 mr, 73%) B Bume macima. MS: m/e 254
M+1)".

Oran B: 2-n3zomnponui-1,2,3,4-TeTparuipon30XHHOINH-7-KapOaabIeT il

K pactBopy mpoaykra atama A (930 wmr, 3,64 mmois) B TT'® (20 mur) nobasisimu 1o karute pactBop H-BuLi
(4,5 mu, 7,2 MMOJIB), TIOAZIEPKUBAS TEMIIEPATypy B nuama3zoHe oT -75 g0 -65°C. Cnycts 30 MUH 1Mo Karuie J0-
6asisui [IM® (532 mr, 7,3 MMOJIB) U TIOJIYYCHHYIO CMeCh mepemermBaiy mpu -65°C B tedenne 30 muH. Peak-
M0 TacHiIM HachleHHBIM pactBopoM NH,Cl, skcrparupoBanu EtOAc (60 mir), MpoMBIBaJIM COJIEBBIM PacTBO-
pom, BeicymuBai Han Na,SO,, GUIbTpoBaNId U KOHIEHTpUpoBaid. OCaJ0K OYHINAIUA TPU TOMONIH (ham-
Xpomatorpaduu ¢ molydeHreM lenesoro coenunenns (80 mr, 11%) B Buje Macia. MS: m/e 204 (M+1)".

Oran C: (4-(0uc(4-MeTokcHOCH3MIT)aMHUHO)-2-0yTokcunmuaaso[2,1-f][1,2,4 tpua3un-7-u)(2-u300pormi -
1,2,3,4-TeTparuipon30X NHOJIUH-7 -HJT)METaHOJI.

K pactBOopy 7-Opom-2-0yTokcu-N,N-6uc(4-metokcubenzmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (150
Mr, 0,285 mmons) B TT'® (5 M) mobasnsm mo karwie pactBop H-BuLi (0,44 mm, 0,71 MMoub), oaaepKuBast
TeMITepaTypy B Amamazone ot -75 mo -65°C. Cnycrs 30 MuH 100aBIIsUTH 10 Karwie cMech mpoaykTa sTamna B (80
Mr, 0,42 MmMoib) B TT'® (4 mu). [Toydennyto cmech nepememuBaiy npu -70°C B Tedenue 1 9 u 3areM HarpeBa-
T 0 KOMHATHOHM TeMriepatypsl B TeueHue | 4. Peaknmro racwimm HaceimeHHBIM pactBopom NH4CI, sxcTparu-
poBayit EtOAc (80 mut), MpOMBIBAIH COJIEBBIM PacTBOPOM, BeICyImBasd Hax Na,SO,4, GUIBTpOBATN M KOHIICH-
TpupoBaiu. OcaJoK OYMINAIN IIPU MoMouH xpomartorpaduu Ha kojoHke (JIXM/MeOH = 40/1) ¢ nonyueHuem
1e71eBOro coeauHenus (50 Mr, HeounIeHHsIH). MS: m/e 651 (M+1)".

Otan D: 2-0yTokcu-7-((2-m3onpomnmi-1,2,3,4-reTparupon30X NHOINH-7 - M1 )METHI) UMHAa30[ 2,1 -
f][1,2,4]Tpuazun-4-amuH (coenuHeHue A9).

K cmecu mpoaykra stana C (50 mr, HeountieHHbIi) B TOY (3 mur) modasisumu Et;SiH (1 mur). Peakruro Ha-
rpeBanu npu 85°C B TeueHue Houu. CMech KOHLIEHTPUPOBAIN M OCAJOK OUHUINANM Ipu nomouy npen-BOXX.
CoOpannyro ¢pakiuio omenaunBaid pactBopoM NaHCOs;, sxcrparuposanu JIXM (60 M), TpOMBIBAIA COJIe-
BBIM pacTBOPOM, BeICYIUBaiu Hax Na,SO,, GUIbTpoBa M  KOHIIEHTPHPOBAIIN C TIOTydeHHEeM mpoaykTa (20 mr,
12% B maBa 3Tama).

'H SIMP (400 MI'n, IMCO-dg) & 8,19-7,98 (m, 2H), 7,28 (s, 1H), 7,10-6,65 (m, 3H), 4,20 (t, J=6,4 Ty,
2H), 4,05 (s, 2H), 3,56 (s, 2H), 2,85-2,76 (m, 1H), 2,74-2,62 (m, 4H), 1,74-1,62 (m, 2H), 1,49-1,34 (m, 2H),
1,02 (d, J=6,4 T, 6H), 0,92 (t, J=7,6 T'ni, 3H) ppm. MS: m/e 395 (M+1)".

Coenunenne  A10:  2-Oyroxcu-7-(4-(munepasus- 1 -unmernn)oen3un)umunaso[2,1-f][1,2,4]rpuaszun-4-
aMUH.

Oran A: TpeT-0yTni-4-(4-hopmundeHsun)nunepasnt- 1 -kapOoKcuiar.

K nepememannomy pactBopy 4-(0pommetwn)oen3anpaeruaa (4 , 20 mmons) B TT'® (40 mu) moGaBisiiu
TpeT-OyTHinunepasut- 1 -kapookcmnat (4,6 T, 25 mmoins) u DIEA (5,04 1, 40 mMons). [Tocne noGaBnenus peak-
IIMOHHYIO CMeCh NEepeMENINBAIN IPH KT B TeueHue Houn. Cmech ¢ubrpoBamn. ®unbrpat Biusamu B H,O n
skctparupoaiii EtOAc (15 muix3). KomOnHMpOBaHHBIE OPTAaHUYECKUE CIIOW TTPOMBIBAIHA COJIEBBIM PACTBOPOM,
BeIcymuBaiK Haj Na,SO, U KOHICHTPUPOBATM B BakyyMe. HEOUYHWINEHHBIH MPOAYKT OYMIIAIU MPH MOMOIIU
xpomatorpagum Ha KoJoHke (merposielinbiii  3¢up/EtOAc=1:1) ¢ momydenumem TpeT-OyTHI-4-(4-
dopmunbensun)nunepasus-1-kap6okcunara (4,1 r, 68%) B Bue Macna xeToro mera. MS: m/e 305 (M+1)".

Oran B: tper-0ytun 4-(4-((4-(6uc(4-meTokcuOeH3MI)aMHUHO )-2-0yTokcunmunaszo[2,1-f][1,2,4]rpuazun-7-
1) (THIPOKCH )METHIT ) OSH3MII ) TATIEpa3rH- | -kapOoKcHarT.

K epeMenanHOMY pacTBopy 7-6poM-2-6yTokcu-N,N-6uc(4-meTokcnOeH3un )uMu1aso[ 2, 1-
f][1,2,4]rpuasun-4-amuna (150 mr, 0,3 mmons) B TT'® (10 M), oxnaxaenaomy 1o -78°C u B aTMocdepe a3ora,
nmobasisuin o karwie H-Buli (1,6 M B rekcane, 0,75 mmons, 0,47 ). Ilocie nepememmBanus B TeueHue 20
MHH MEUIEHHO 100aBisiin pacTBop 4-(4-GpopMunbenswn)nunepasus-1-kapookcunara (137 mr, 0,45 MMois) B
TI'® (2 mi). PeakunoHHyI0 cMech MEUIEHHO HarpeBali 10 KT U IEPEeMEIINBaIi B TeUeHUE 2 4. PeakmoHHY0
CMECh BIIMBAJIM B HACHIIICHHBIH pacTBOp XJopuaa aMMoHmsI U dkcTparupoBanu EtOAc (15 mux3). KomOouanpo-
BaHHYIO OpraHMYECKyIO (pa3y IpOMBIBAIM COJIEBBIM PacTBOPOM, BhICYIIMBaiU Haa Na,SO,, KOHIEHTPUPOBAIH
10 noxydeHus npoxaykra (270 mr, 100%), KOTOpBIHi HEMOCPEACTBEHHO NMPUMEHSUIN Ha CIeIyIOIIeM JTane 0e3
JIONOJHUTENBHON ouncTKH. MS: m/e 752 (M+l)+.

Oran C: 2-0yrokcu-7-(4-(murmepasus-1-mimmernn)oen3nn)umuaasol2,1-f][1,2,4]rpuazun-4-amuna  (coenu-
Henue A10).

PactBop Tper-OyTHin-4-(4-((4-(6nc(4-meTokcuOeH3mI)aMuHO )-2-0yTokcummunaso[2,1-f][1,2,4]rpuasun-7-
1) (THIPOKCH )METHIT) OeH3 M ) TuTiepa3uH- 1 -kapbokcumnara (270 mr, 0,3 mmonb) B TOY (3 mur) u Et;SiH (3 mu)
nepememuBain npu 80°C B TeueHue 2 4. PeakMoOHHYIO cMeCh KOHIICHTPHUPOBAIW B BaKyyMe IS yAAJICHUS
T®VY u Et;SiH. K ocagky nobasnsim TOY (5 min) u nepememuBanu npu 85°C B TeueHue Houn. CMech OXJIax-
Jlali 10 KT U KOHLEHTPUPOBAJIM B BakyyMme. HeouMIeHHbIH MPOXyKT ouumany npu rnomouw npen-BOXKX c
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nonay4yeHueM npoaykra (40 mr, 33,8%).

'H SIMP (400 MT';, IMCO-dy) & 8,13 (s, 1H), 8,03 (s, 1H), 7,30 (s, 1H), 7,24 (d, J=8 I';, 2H), 7,19 (d, J=8
I'u, 2H), 4,19 (t, J=6,4 I'u, 2H), 4,11 (s, 2H), 3,40 (s, 2H), 2,71-2,61 (m, 4H), 2,32-2,28 (m, 4H), 1,65 (dd,
J=14,2, 6,8 Tu, 2H), 1,42-1,36 (m, 2H), 0,92 (t, J=7,3 T';, 3H) ppm. MS: m/e 396 (M+1)".

Coenunenne  All: 2-Oyroxcu-7-(3-(mupponuand- 1 -unmernn)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMHH.

Oran A: (4-(6mc(4-meTokcnOeH3MIT)aMrHO)-2-0yTokcunmuaaszo[2,1-f][ 1,2,4] tpuazun-7-mn)(3-
(mupponuanH- | -HIMETHIT ) EHUIT)METaHOJ.
K epeMenanHOMY pacTBopy 7-6poM-2-0yTokcu-N,N-6uc(4-meTokcrnOeH3uN ) uMu1a3o[ 2, 1-

f][1,2,4]rpuasun-4-amuna (170 mr, 0,32 mmons) B TT'® (10 mi) nipu -78°C B atMochepe N, nobasisum H-BuLi
(1,6 M, 0,51 mn, 0,82 mMmoins). PactBop nepememmBanu npu -78°C B tedenue 30 muH. 3-(mupponuauH-1-
wiMeTn)oensanpaerua (92 mr, 0,49 mvons) B TT'® (2 mut) 1o0aBIsUTH 1O KaIuie K BEINICYKa3aHHOMY PacTBOPY.
[ocne nobGaBieHus pacTBOp HArpeBalu A0 KT M 3aTeM IepeMemnBany B Tedyenue 3 4. [locne 3aBeprienus peak-
muoHHYyI0 cMech racuimi H,O (20 mut) m 3atem akcrparupoBanu JIXM (20 max3). Opranndeckyro a3y mpombI-
Byt H,O (10 mur), BRICYIIMBaNM U KOHLEHTPUPOBAJIH IIPU MOHIKEHHOM JaBiieHnd. OcaJoK OYHIIaiy IpHu Ho-
momn npen-TCX I13:EA (1:1) ¢ nonyuennem mpoaykra (120 mr, 58%) B Buzme Macna rpsizHO-0enoro IBera.
MS: m/e 637 (M+1)".

Oran B: 2-0yTtokcu-7-(3-(muppomuana- 1 -unmeTmn)oensmwn)umuaaszo[2,1-f][ 1,2,4 ]| tpuasun-4-amun (coeau-
Henue All).

PactBop (4-(6uc(4-meToxcmbeH3mi ) aMuHo)-2-0yrokcunmuaaszo[ 2,1-f][1,2,4 ] tpuazun-7-nm)(3-
(mupponuaue- 1 -unmetwn)permwn)meranona (120 mr, 0,19 mmons) B TOVY (2 M) u TpudTHICHIaHA (2 MIT) TIepe-
memmBaiy 1ipu 80°C B TeueHue 15 4. PacTBOp KOHIICHTPUPOBAIH NMPH NMOHIKEHHOM JAaBICHHH JUIS YAAJICHUU
TpuaTHACHIaHa. Ocanok pactBopsuid B TOY (2 mun) u nepememmBany npu 80°C B Teuenne Houn. [loce 3aBep-
MIeHHUs] peaKMOHHYI0 cMech racuiau BoaH. NaHCO; (Hac, 25 mur) u 3atem skctparupoBam JIXM (20 mix3).
Opranunyeckyto (a3y KOHLIEHTPUPOBAIH IPU MOHIKEHHOM JAaBJICHUH M MOJYYEHHBIH OCAIOK OYMIIAIH Iper-
TCX IXM:MeOH (10:1) no monyuenus mpoaykra (15.11 mr, 21%).

'H SIMP (400 MI'n, IMCO-dg) & 8,11 (s, 1H), 8,02 (s, 1H), 7,43-7,11 (m, 5H), 4,26 (s, 2H), 4,18 (t, J=8
I'u, 2H), 3,65 (s, 2H), 2,40 (s, 4H), 1,73-1,60 (m, 6H), 1,42-1,35 (m, 2H), 0,91 (t, J=8 I'y, 3H) ppm. MS: m/e
381 (M+1)".

Coenunenue Al2:

2-6ytokcu-7-(3-(MopdonuHomMeTrn)0eH3un)umunaszol 2,1-f][1,2,4]rpuasun-4-amuH.

Oran A: (4-(6mc(4-meToxcnOeH3MIT)aMUHO)-2-0yTokcunmuaaszo[2,1-f][ 1,2,4] tpuazun-7-mm)(3-
(MophoTMHOMETHIT ) PEHIIT)METAHOM.
K repeMenanHOMY pacTBopy 7-6poM-2-0yTokcu-N,N-6uc(4-meTokcrnOeH3un )uMu1aso[ 2, 1-

f][1,2,4]rpuasun-4-amuna (200 mr, 0,38 Mmmoins) B TI'® (10 mun) mpu -78°C B atmochepe N,, mobasnsumm H-BuLi
(1,6 M, 0,60 wmma, 096 wmmonp). PactBop mepememmBamu mnpu -78°C B Tedenme 30 wMuH. 3-
(mopdomrOoMeTHN)OeH3ampaeru (117 mr, 0,57 Mmmois) B TT'® (2 M) 700aBIIsUTH 1O Karule K BBIICYKa3aHHO-
My pactBopy. Ilociie no6aBienust pacTBOp HarpeBau 0 KT M 3aTeM IiepemMemnBaiy B Teuenue 3 4. [Tocrne 3a-
BEPIICHUS PeakIMoHHYI0 cMech Tacuinu H,O (20 mun) u 3ateM skcrparupoBanu JIXM (20 mix3). Opraaadeckyro
¢a3y npomsiBas H,O (10 mut), BEICYIIMBAIM ¥ KOHIEHTPUPOBAIN NIPH TIOHWKEHHOM JABJICHUH C TIOJyYeHHUEM
HEOUMILEHHOT'0 NPOYKTa B BUIE Macja XeJITOTro [[BETa, KOTOPOE HEMOCPEICTBEHHO MPUMEHSUIN Ha CIIEAYIOIEM
stane 6e3 JOMOTHUTENbHOH ouncTkr. MS: m/e 653 (M+1)".

Oran B: 2-6ytokcu-7-(3-(MopdonumroMeTrin)oen3mn)umunazo[2,1-f][1,2,4]rpnasun-4-aMmun (coeAnHEHUE
Al2).

PactBop (4-(6uc(4-meToxcmbeH3mi)aMuHo)-2-0yrokcuumuaaszo[2,1-f][1,2,4 ] tpuazun-7-nm)(3-
(MopdomHOMeTHN ) PeHmT)MeTaHoIa (HeouutneHHoro) B TOVY (2 M) u TpudTHicWIaHa (2 M) IepeMeITnBaIn
mpu 80°C B Teuenue 15 4. PacTBop KOHIEHTPHUPOBAIN MPU MOHMKEHHOM JAaBJICHUU ISl YIAICHUS TPUITHUIICH-
naHa. Ocamok pactBopsuid B TOVY (2 M) u nepememmBanu npu 80°C B TedeHne Houn. [locie 3aBepuieHUs pe-
aKIMOHHYI0 cMech racuin BogH. NaHCOs (Hac., 25 mi) u 3atem skcrparuposaiu JIXM (20 mix3). Oprannye-
CKyi0 (a3y KOHIIEHTPHPOBAIH MpPH MOHKEHHOM IABJICHHH, M TOJYYECHHBIH OCaJ0K OYHINAIH MPHU MOMOIIN
npernr-TCX IXM:MeOH (10:1) ¢ momyuenuem npoaykra (59,43 mr).

'H SIMP (400 MI'u, IMCO-de) & 8,13 (s, 1H), 8,04 (s, 1H), 7,30-7,13 (m, 5H), 4,19 (t, J=8 I'n;, 2H), 4,13
(s, 2H), 3,53 (s, 4H), 3,40 (s, 2H), 2,30 (s, 4H), 1,74-1,63 (m, 2H), 1,45-1,34 (m, 2H), 0,92 (t, J=8 ', 3H) ppm.
MS: m/e 397 (M+1)".

CoenuHeHnue Al3: 2-6yTokcu-7-(3-((4-meTnnmnunepasut- 1 -un)MeTHT)0eH3 M) uMuaazo[ 2,1 -
f][1,2,4]Tprazun-4-amMuH.

Oran A: (4-(6uc(4-meroxcrbeH3mI)aMuHO)-2-0yTokcuumuaaso[2,1-f][1,2,4]rpuazun-7-mn)(3-((4-metmnm
UrepasnH-1-mi)MeTHi)heHUIT)METaHOI.

K epeMeliaHHOMY pacTtBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcubeH3mn)umuaa3o[2,1-
f][1,2,4]rpuasun-4-amuna (200 mr, 0,38 Mmmoins) B TI'® (10 M) mpu -78°C B atmochepe N,, nobasnsumm H-BuLi
(1,6 M, 0,60 mi1, 0,96 mmois). PactBop mepemermBanyu nipu -78°C B Teuenune 30 muH. 3-((4-MeTunmunepasuH-1 -
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wn)Metwn)oensanpaerus (124 mr, 0,57 mmons) B TT'® (2 mim) 1o6aBiIsiiy 1Mo Karuie K BhIIIEYKa3aHHOMY PacTBO-
py. [locne nobGaBneHus pacTBOp HarpeBaiy J0 KT W 3aTeM IlepeMelnBany B TedeHue 3 4. [locie 3aBepiieHus
peakmonHyo cmech racwm HyO (20 mi) m 3atem skctparupoBam JJXM (20 mux3). Opranmdeckyro ¢a3y
npomMeiBai H,O (10 mur), BeICymMBaiIM W KOHUEHTPUPOBAIM IMPH MOHIKEHHOM JABJICHUM C MOJIYyYCHHEM He-
OYMIIEHHOTO MPOIYKTa B BHUJE MAacjia 3€JIeHOT0 I[BETa, KOTOPOEe HEMOCPEACTBEHHO MPUMEHSIN Ha CIEAYIOIEM
Tare 6e3 JIOTONHUTENEHOMH 0ulcTKH. MS: m/e 666 (M+1)".

Oran B: 2-0ytokcu-7-(3-((4-metnnmumnepasu- | -min)Metnn )oen3un)umuaazol 2, 1-f][1,2,4]rpuazun-4-amuna
(coemunenne Al3).

PactBop (4-(Ouc(4-meTokcubeH3un)aMuHo )-2-0yTokcunmunaso[2,1-f][1,2,4]rpuasun-7-mwr)(3-((4-meTwmnm
unepa3uH- 1 -wn)MeTn) heHmT)MeTaHo (HeouneHHbIH) B TOY (2 Mut) u TpudTHIICHIIaHa (2 MIT) TIepeMEITBAIIN
npu 80°C B TedeHue 15 4. PacTBOp KOHLUEHTPUPOBAIHN MPU MOHMKEHHOM JABJICHUU Ul yJAJE€HUs TPUITHIICH-
naHa. Ocanok pactBopsanu B TOY (2 mn) u nepememmBanu npu §0°C B Teuenue Houu. Ilocne 3aBepmienus pe-
aKIMOHHYI0 cMech racuia Bogad. NaHCOj; (Hac, 25 mi) u 3atem skctparupoBan JIXM (20 muix3). Opranude-
CKyI0 (ha3y KOHIIEHTPUPOBAJIHM NPH TOHMKEHHOM ABJICHWH, W TOJYYEHHBIH OCaJO0K OYMINAIU TIPH ITOMOIIH
npen-TCX IXM:MeOH (10:1) ¢ monmygenuem npoaykra (49,03 mr).

'H SIMP (400 MT', IMCO-de) & 8,13 (s, 1H), 8,06 (s, 1H), 7,31-7,15 (m, 5H), 4,20 (t, J=8 I'r;, 2H), 4,13
(s, 2H), 3,50 (s, 2H), 3,31-2,82 (m, 6H), 2,72 (s, 3H), 2,43- 2,13 (m, 2H), 1,73-1,61 (m, 2H), 1,48-1,34 (m, 2H),
0,92 (t, J=8 I', 3H) ppm. MS: m/e 410 (M+1)".

Coenunenne Al4: 2-0yrokcn-7-(2-(mopdommaOoMeTIIT)OeH3MT)MMUAa30[2,1-f][1,2,4]TpuasuH-4-aMuH.

Oran A: (4-(6mc(4-meTokcnOeH3MIT)aMrHO)-2-0yTokcunmuaaszo[2,1-f][ 1,2,4] tpuazun-7-mm)(2-
(MophoTMHOMETHIT ) PEHIIT)METAHOM.

K pactBOopy 7-Opom-2-0ytokcu-N,N-6uc(4-metokcubenzmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (150
Mr, 0,29 mmoip) B TT'® (5 M) nobasnsumm mo karie H-Oytwmmutit (0,27 mi, 0,43 mmons) nipu -78°C u nepe-
MeImuBaJK B TedeHue 1 4. 3areM mpu -78°C mo0aBIsiy 1o Karuie pacTBop 2-(Mop(hoITMHOMETHIT)OSH3UThIETHIIA
(88 wr, 0,43 mmoms) B TT'® (2 M), mocne mobasienus cmeck nepemenuany npu 60°C B TeueHne Houu. CMmech
TaCWJIM HACKHIIMIEHHBIM PacTBOPOM XJiopuaa amMmoHus (5 i), axctparupoBamm JIXM (30 mnx3). KomOuaHpO-
BaHHBIE OPTaHMYECKHE CIIOM IPOMBIBAIM COJIEBBIM PacTBOPOM, BhICyIIUBaiy Haj Na,SO4, KOHIEHTPUPOBAIH U
OYMIIATH TP TOMOIIM Xpomarorpaduu Ha kosoHke (JJXM/MeOH=20:1~5:1) c nomyyeHneMm LeneBOro Impo-
nykra (83 mr, 44,6%) B Buae Macna xkenToro nsera. MS: m/e 653 (M+1)".

Oran B: 2-0yrokcu-7-(2-(MopdonumroMeTHin)oen3mn)umunazo[2,1-f][1,2,4]rpnasun-4-aMmun (coenHEeHUE
Al4).

Cmech (4-(6uc(4-meToxcmbeH3mI ) aMuHO)-2-0yTokcunmuaszo[ 2,1-f][1,2,4 ] tpuazun-7-nm)(2-
(MmopdomurOoMeTHN ) Permn)MeTanod (83 mr, 0,13 Mmonb) u TpudTIIIcHIana (1 M) B TOVY (2 mur) nmepememnBa-
i ipu 90°C B Teuenne HouM. CMeCh KOHIICHTPUPOBAIN U OUUIIAIN TIpH oMoty npern-BOXKX ms momydenus
eNIeBOro mpoxaykTa (23 mr, 46%).

'H SIMP (400 MT', IMCO-dg) & 8,12 (s, 1H), 8,02 (s, 1H), 7,29-7,15 (m, 4H), 7,09 (s, 1H), 4,27 (s, 2H),
4,18 (t, J=6,6 I'u, 2H), 3,51 (s, 2H), 3,40 (s, 4H), 2,28 (s, 4H), 1,71-1,60 (m, 2H), 1,46-1,32 (m, 2H), 0,91 (t,
J=7,4 T, 3H) ppm. MS: m/e 397 (M+1)".

Coenunenne  Al5:  2-Oyrtokcu-7-(2-(munepuauH- 1 -unmernn)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH.

Otan A: (4-(Ouc(4-mMeTokcHOCH3 T )aMUHO )-2-0yTokcunmuazo| 2, 1-f][ 1,2,4 [ tpuasun-7-mm)(2-
(munepuauH- 1 -uaMeTn ) heHUIT)METAHOIT.

K pactBopy 7-0pom-2-0ytokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuasun-4-amuaa (150
mr, 0,29 mmous) B TT® (5 M), nipu -78°C nobasistinu o karwie H-Oytwmmtuii (0,27 mi, 0,43 MMoits) | niepe-
MemmBaM B TedeHue 1 4. 3arem mnpm -78°C gpobaBmsuin 1O Karmie pacTtBop 2-(mumepuauH-1-
nnMetnn)oensanpaeruaa (87 mr, 0,43 mmoines) B TT'® (2 min), mocie modasieHust cMech HarpeBanu 10 60°C u
TepeMeInBaIy B Te4eHne Houl. CMech raCriIi HACHIIIEHHBIM PacTBOPOM XJIOpHAA aMMOHUS (5 MII), SKCTparu-
poBammu JIXM (30 mix3). KomOMHHNpOBaHHBIE OPraHUMYECKUE CIIOM TPOMBIBAIN COJIEBBIM PACTBOPOM, BBICYIIH-
Bamu Hax Na,SO,, KOHIEHTPUPOBAIM U OYHWIIANM TIPU TOMOIIM XpoMarorpadud Ha  KOJIOHKE
(I[XMiMeOHIZO:1~5:1) ¢ moxydenueM nponykra (79 mr, 43%) B Bume Macia jkenroro msera. MS: m/e 651
M+1)".

Oran B: 2-0yrokcu-7-(2-(munepuaus- 1 -umimMernn)oeH3un)umunasol2,1-f][1,2,4]rpuaszun-4-amuna (coemu-
HeHue Al5).

CMmech  (4-(6uc(4-metoxcubeH3mn)aMuHo)-2-0yTokcuumunasol2,1-f][1,2,4 ] rpuasun-7-mn)(2-(munepuauH-
1-unmerun)denmn)meranona (79 mr, 0,12 Mmons) n Tpuatwicunana (1 M) B TOVY (2 mur) nepememmBaiyu npu
90°C B Teuenue Houn. CMech KOHLIEHTPUPOBAIN U o4MIanu npu noMouy npen-B2XKX ¢ nonydyenuem neneso-
ro npoaykTa (19 mr, 40%).

'H SIMP (400 MT', IMCO-dg) & 8,10 (s, 1H), 8,01 (s, 1H), 7,25-7,15 (m, 4H), 7,09 (s, 1H), 4,26 (s, 2H),
4,18 (t, J=6,3 T'n, 2H), 3,45 (s, 2H), 2,28-2,13 (m, 4H), 1,70-1,62 (m, 2H), 1,47-1,30 (m, 8H), 0,91 (t, J=7,3 I'Ly,
3H) ppm. MS: m/e 395 (M+1)".

Coenunenne Al6: 2-u300yTokcu-7-(3-(mupponuant- 1 -unmernn)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
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aMUH.

Oran A: (4-(6uc(4-mMeToxkcnOeH3mI)aMHHO)-2-n300yTokcunmMuaasol2,1-f][1,2,4 rpuazun-7-w)(3-(muppo
JIUIAH- | -HIMe T ) eHIIT)METaHOI.

K epeMeranHOMY pacTBopy 7-6poM-2-n300yTokcu-N,N-6uc(4-meTokcnOeH3un ) uMu1aso[ 2, 1-
f][1,2,4]rpuasun-4-amuna (180 mr, 0,34 mmons) B TT'® (10 mi) nipu -78°C B atMochepe N, nobasisum H-BuLi
(1,6 M, 0,54 mu, 0,86 mmomns). PactBop mepememuBanu npu -78°C B Teuenue 30 muH. 3-(UppoiwMInH-1-
nnMetnn)oensanpaerus (97 mr, 0,51 mmons) B TT'® (2 mi1) mo6aBIsIN MO Karuie K BBIIIIEYKa3aHHOMY PacTBOPY.
[Tocne mo6aBieHMs pacTBOp HATrpPeBalM A0 KT W 3aTeM IepeMenInBai B TeueHue 3 4. [Tocne 3aBepuieHns peax-
muoHHYyI0 cMech racuimi H,O (20 mut) m 3atem akctparupoBan JIXM (20 max3). Opranndeckyro a3y mpombI-
Banu H,O (10 mur), BEICYIIMBAIM ¥ KOHIICHTPHUPOBAIM NP MOHKEHHOM JAaBJICHUH ISl TTOJTYICHUS HEOUHIIEH-
HOTO MPOJAYKTa B BUJIE MAcJIa >KEJITOTr0 IBETa, KOTOPOE HEMOCPEICTBEHHO IIPUMEHSIOT Ha CIIEAYIONIEM dTane 0e3
JIONOJHUTENBHON ouncTKH. MS: m/e 637 (M+l)+.

Oran B: 2-u3z00yrokcu-7-(3-(mupponuaus- 1 -unmmetn )oen3mwn)umuaaszol 2, 1-f][ 1,2,4]rpuazun-4-amun (co-
enuHeHue A16).

PactBop  (4-(6uc(4-mMeTokcnOeH3MIT)aMHHO)-2-n300yTokcunmMuaasol 2, 1-f][1,2,4 Jrpuazun-7-w)(3-(muppo
TUAWH- | -uMeTrn)peHmn)MeTanoNa (Heouumennsrii) B TOY (2 mi) u TpudTWICKHIaHa (2 MIT) TIepeMenTuBaIH
mpu 80°C B Teuenue 15 4. PacTBop KOHIEHTPUPOBAIU MPU MOHMKEHHOM JABJICHUU JJISl YIAICHUS TPUITHUIICH-
naHa. Ocamok pactBopsuid B TOVY (2 M) u nepememuBany npu 80°C B TedeHne Houn. [locie 3aBepieHUs pe-
akIMOHHYI0 cMech racwin Boad. NaHCO; (nac, 25 mi) u 3atem skctparupoBanu XM (20 mix3). Opranuue-
CKyi0 (a3y KOHIIEHTPHPOBAIH MpPH MOHKEHHOM IABJICHUH, M TOJYYECHHBIH OCAJ0K OYHINAIH MPHU MOMOIIN
mpern-TCX ¢ IXM:MeOH (10:1) ¢ momyuenuem npoaykra (24,30 mr).

'H SIMP (400 MI'u, IMCO-dq) & 8,12 (s, 1H), 8,03 (s, 1H), 7,32-7,14 (m, 5H), 4,27 (s, 2H), 3,96 (d, J=4
I, 2H+), 3,67 (s, 2H), 2,41 (s, 4H), 2,05-1,94 (m, 1H), 1,63 (s, 4H), 0,96 (s, 3H), 0,94 (s, 3H) ppm. MS: m/e 381
M+1)".

CoenuHeHnue AlT: 2-(2-mMeToKCcHITOKCH)-7-(3-(upponuans-1 -unmetnn)oeH3un)umuaasol 2, 1-
f][1,2,4]Tprazun-4-amMuH.

Oran A: 7-6pom-N,N-6nc(4-meToxkcnbensmn)-2-(2-MeTokcuaToken ) umuaaszol 2, 1-f][1,2,4rpuasun-4-amuH.

K pactBopy 2-MetokcuaTaH-1-01a (6 T, 79 MMONB) HEOONBIIUMU Kycoukamu n00aBistin Na (mpuonnsu-
tenbio 0,6 r1). K  momyyennoit cmecm (5  win)  gobaemsm 7-Opom-2-xmop-N,N-Ouc(4-
MeTokcuOeH3mwn)umunaso[2,1-f][1,2,4]tpuaszun-4-amun (250 mr, 0,51 MMoIb). 3aTeM cMech IEpEMEITHBATN TIPU
80°C B Teuenne 3 4. CMech KOHIICHTPUPOBAIH, pa3zdasisu Boaoi (30 mur), skcrparupoBanu EtOAc (80 mu),
TIPOMBIBANIA COJIEBBIM PacTBOPOM, BhICymIHMBaiH Haa Na,SO,4, GuiapTpoBany, KOHIEHTPUPOBAIN M OCAIOK OYH-
mranu pu oMoty CombiFlash ¢ moxydenunem nenesoro coenunenus (200 mr, 75%).

'H SIMP (400 MI'u, CDCl3) & 7,47 (s, 1H), 7,20 (d, J=8,8 I'u, 2H), 7,17 (d, J=8,8 'y, 2H), 6,85 (d, J=8.8
I', 4H), 5,60 (s, 2H), 4,86 (s, 2H), 4,52 (t, J=4,8 ', 2H), 3,80 (s, 6H), 3,77 (t, J=4,8 I'y, 2H), 3,42 (s, 3H) ppm.
MS: m/e 528 (M+1)".

Oran B: (4-(6uc(4-MeTokcnOeH31I)aMHUHO )-2-(2-MeToKCHITOKCH )uMua3o[2,1-f][1,2,4]rpuazun-7 -mm)(3-
(mppomuanH-1-nmMeTnn)peHn)MEeTaHoI.

K pactBopy nponykra srana A (200 mr, 0,38 Mmmons) B TI'® (10 mir) moGasisiu rmo Karute pactBop H-BuLi
(0,6 M, 0,9 MMoOJIB), IOAIEPXKIBAsT TEMIIEPATYpy B Auama3zoHe ot -75 mo -65°C. Cuycts 1,5 4 mobaBnsou mo
Karie pacTBop 3-(mupponunus-1-unmerun)oensanpaeruaa (107 mr, 0,57 mmons) B TI'® (2 mi). [omyuennyro
cMech nepemeruBanu npu -70°C B Tedenue 1 4 1 3aTeM HarpeBaJid O KOMHATHOM TeMIlepaTtypsl B TeueHue | .
Peaxmmro racuny HaceimeHHBIM pacTBopoM NH,Cl, sxctparuposanmu EtOAc (50 mi1), mpoMbIBaiii COJEBBIM pac-
TBOPOM, BBICYITHBaIH Hall Na,SO,, GMIbTpoBaN U KOHIEHTpHpoBan. Ocanok ouumiany mpu nomomu Combi-
Flash ¢ monydaennem tepaoro semectsa (150 mr, 62%). MS: m/e 639 (M+1)".

Oran C: 2-(2-meTokcHITOKCH)-7-(3-(Tupponuaus-1 -unmmMetnn)oen3mn)umuaazol2,1-f][1,2,4]rpuazun-4-
amuH (coenuaenue Al7).

K cmecu mpomykra stama B (150 mr, 0,235 mmoins) B TOV (6 M) mobasnsimm Et;SiH (2 mur). Peaknuio Ha-
rpeBasy Tipu 80°C B Teuenue 16 4. CMech KOHIICHTPUPOBAIH JI0 CYXOCTH U ocaiok oopadateBamm TDOY (6 mi).
Peaxnurto narpeBanu npu 85°C B TeueHne Houd. CMech KOHUEHTPUPOBAIU U OCAJOK OUMINAIHA HPU MOMOIIU
npen-B3XX. Cobpannyto ¢pakuuro omienaynsanu pacrBopom NaHCO;, skcrparuposanu IXM (60 mui), mpo-
MBIBAJI COJICBBIM PAacTBOPOM, BeIcymuBanu Haj Na,SO,, QUIBTPOBANIM M KOHIECHTPHUPOBAIH C MOTYyYCHHEM
nponykra (48 mr, 53%).

'H SIMP (400 MI'n, CD;0D) & 7,37 (t, J=6,0 ', 1H), 7,30-7,15 (m, 4H), 4,42 (t, J=4,8 T';, 2H), 4,33 (s,
2H), 4,05-3,88 (m, 2H), 3,69 (t, J=4,8 I'y, 2H), 3,38 (s, 3H), 3,01-2,61 (m, 4H), 1,95-1,71 (m, 4H) ppm. MS: m/e
383 (M+1)".

CoennHeHme AlS: 7-(3-(mupponuaun- 1 -umetnn)oen3nn)-2-(4,4,4-tpudropdyTokcu)umuaaszo[ 2,1-
f][1,2,4]rpna3uH-4-amMmuH.

Oran A: (4-(6uc(4-metokcuOeH3mI)aMuHo)-2-(4,4,4-tpudropdyrokcn)umuaaszo[2,1-f][1,2,4]tpua 3uH-7-
nn)(3-(mupponuauH- 1 -uIMeTHIT) e HUIT)METaHOI.

K repeMenaHHOMY pacTBopy 7-6poM-N,N-6nc(4-meTokcubensmn)-2-(4,4,4-rpudpTopOyTOKCH)-
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nmnnaso[2,1-f][1,2,4]rpuaznn-4 -amuna (130 mr, 0,22 mmons) B TT'® (10 M) npu -78°C B atmocdepe N, no-
6apmsun H-BuLi (1,6 M, 0,35 mi, 0,56 mmons). PactBop mepemermBanu npu -78°C B Teuenue 30 muH. 3-
(mupponuanH- 1 -unmetn)oen3anpaerun (64 mr, 0,34 mmoins) B TT'® (2 mi1) mo6aBisuiy 1Mo Karuie K BBITIEYKa-
3aHHOMY pacTBopy. [locne mo6aBiIeHns pacTBOP HAarpeBaIX A0 KT M 3aTeM IepeMenInBaii B TedeHue 3 4. [Tocie
3aBepLICHHs peakuoHHyo cMmech racuim H,O (20 mir) u 3aTem skcrparuposamu JIXM (20 mux3). Opranude-
ckyto a3y npombiBasiid H,O (10 mur), BEICYIIIMBANIH ¥ KOHIICHTPUPOBAIHN NP TOHMKEHHOM JTaBICHUH JIO TIOTY-
YeHHsI HEOYHUIIEHHOTO MPOAYKTa B BHIE Macia )eJITOTo I[BETa, KOTOPOE HEMOCPEICTBCHHO MPUMEHSIOT Ha Clie-
JyroleM tarne 6e3 JOMOIHUTENbHOM ouncTk. MS: m/e 691 (M+1)".

Oran B: 7-(3-(mupponuauH- 1 -uametwin)oen3mn)-2-(4,4,4-rpudtopoyrokcu)mmunaso[2,1-f][ 1,2,4 rpuasun-
4-amuH (coenuHeHune AlS).

PactBop  (4-(Ouc(4-merokcuOeHsmt)ammno)-2-(4,4,4-tpudropdyrokecn)umunaszol 2,1-f][1,2,4]rpnasun-7-
win)(3-(nmupponuanH- 1 -nmetnn)penmn)Meranona (HeouneHnHslil) B TOY (6 mi) u TpusTHicuiana (2 mi) re-
pememmBany npu 80°C B TedeHue 24 4. [locne 3aBepiueHns peakoHHy0 cMech racuian BoaH. NaHCO; (Hac,
25 mn) u 3areM skctparupoBas JIXM (20 mix3). Opranudgeckyio a3y KOHIIEHTPHPOBAIN MPH MOHWKEHHOM
JIaBJICHUH 1 TOJyYeHHYIO cMech ouninany npu nomonu npen-TCX AXM:MeOH (10:1) ¢ momydeHueM npoayK-
Ta (19,75 mr).

'H SIMP (400 MT'ri, IMCO-dg) & 8,18 (s, 1H), 8,08 (s, 1H), 7,28-7,13 (m, SH), 4,26 (s, 4H), 3,63 (s, 2H),
2,48-2,25 (m, 6H), 2,01-1,89 (m, 2H), 1,88-1,51 (m, 4H) ppm. MS: m/e 435 (M+1)".

Coenunenne A19: 2-Oyroxcu-7-(2-(mupponunnd- 1 -unmernn)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH.

Oran A: (4-(6mc(4-meToxcnOeH3MIT)aMrHO)-2-0yTokcunmuaaszo[2,1-f][ 1,2,4] tpuazun-7-wmm)(2-
(mupponuanH- 1 -HIME T ) EHUIT)METaHOI.

K pactBOopy 7-Opom-2-0ytokcu-N,N-0uc(4-metokcubensmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (150
Mr, 0,29 mmoup) B TT'® (5 mi) mipu -78°C mo karute mo6asismyn H-OyTvsumuatuit (0,27 mi, 0,43 MMoIe) 1 Tiepe-
MemmBaid B TeueHne 1 4. 3arem mnpu -78°C 100aBiusiiM MO Kamle pacTtBop  2-(MMppOiIMAHH-1-
wimertwn)oenszanbaeruaa (81 mr, 0,43 mmons) B TI'® (2 mi), mocie gobasienus cMech HarpeBanu 110 60°C u
nepeMeIInBail B TedeHue Houl. CMeCh TaCHIIM HACHIIIEHHBIM PAcTBOPOM XJIOPHIA aMMOHHUS (5 MII), DKCTparu-
poBaym JIXM (30 muix3). KoMOMHMpOBaHHBIE OPTAaHWMUYECKHUE CJIOW TPOMBIBAIIN COJIEBBIM PACTBOPOM, BBICYIIIH-
B Hax Na,SO,;, KOHIEHTPHPOBAIM W OYHMINATM NPH IOMOIIM XpoMaTtorpaduu Ha KOJOHKE
(AXM/MeOH=20:1~5:1) ¢ momydenuem neneBoro npoaykra (67 mr, 37%) B Buie Macia >kenToro msera. MS:
m/e 637 (M+1)".

Oran B: 2-0yTtokcn-7-(2-(muppomuana- 1 -unmmeTtmn)oensmwn)umuaaszo[2,1-f][ 1,2,4 ] tpuasun-4-amun (coeau-
Henue Al9).

Cwmech (4-(6uc(4-meTokcnOeH3mI )aMiHO )-2-0yTokcummunaso[ 2,1-f][1,2,4 | rpuasun-7-wn)(2-(muppoauIH-
I-unmeTnn)permn)metanona (67 mr, 0,11 mmons) u TpudTHicwiana (1 mi) B TOV (2 M) mepememmBany npu
90°C B Teuenne HOUM. CMeCh KOHIICHTPHUPOBAIN M OUHUIIIAIN TipH oMoty npen-BOXKX ¢ momydeHnnem 1ieneBo-
ro mpoxaykTa (15 mr, 38%).

'H SIMP (400 MI'n, IMCO-dg) & 8,22-8,03 (m, 2H), 7,44-7,15 (m, 5H), 4,55 (s, 1H), 4,28 (s, 2H), 4,17 (t,
J=6,6 ', 2H), 3,71-3,38 (m, 2H), 3,17 (s, 1H), 2,42-2,32 (m, 2H), 2,05-1,74 (m, 2H), 1,70-1,56 (m, 4H), 1,38
(dt, J=14,6, 7,4 T, 2H), 0,91 (t, J=7,4 Tu, 3H) ppm. MS: m/e 381 (M+1)".

CoenuHeHnue A20: 2-6yTokcu-7-(2-¢pTop-4-(MUppoIuIuH- 1 -uIMeTHIT)0eH3 M) uMraaso[ 2,1 -
f][1,2,4]Tprazun-4-amMuH.

Oran A: 2-¢pTop-4-(TUppoTUIUH- | -MIMETHIT)0eH30HU TPHIL.

K nepemenrannomy pactBopy 2-rop-4-popmundoenzonntpuia (447 mr, 3 mmois) B MeOH (5 mir) no6as-
nsuma upponuanH (234 Mmr, 3,3 MMOJITB), 3aTeM CMeCh MepeMEIINBaIl B TCUEHUE 2 9 ¢ TIOCTSAYIONINM 100aBIie-
aueM NaBH;CN (378 mr, 6 mmouns). [locie mobaBieHus: peakIMOHHYIO CMECh KOHIIECHTPUPOBAIHN C TTOTydeHUEM
ocaJika, KOTOPBI OYXIIAN TIPH TTOMOIIH XpoMaTorpaduu Ha KoJioHKe (meTposeitasiii 2¢up/EtOAc=2:1) ¢ mo-
JTydeHueM 1iesieBoro coenunenus (400 Mr, 65,4%) B Buje Macna xenToro nsera. MS: m/e 205 (M+1)".

Oran B: 2-dprop-4-(mupponuans- 1 -uiIMeTHT)0eH3aIb IST I,

K nepememanHoMy pactBopy npoaykra 3tama A (400 mr, 1,96 mmons) B cyxom TT'® (10 mi) noGasmsiin
no kare DIBAL-H (1,2 M, 4 w1, 4,9 mmons) nipu -20°C. Iocne mobGaBieHus peakuio MepeMeIInBaId B TeUE-
HUe 3 9 mpu KOMHaTHOH Temrmeparype. Peakiuio racwmm BomH. NH4Cl, skcrparupoanmu EtOAc (20 mix3) u
¢unbTpoBaM. PUIBTPAT NPOMBIBAIM COJIEBBIM PacTBOPOM, BbICymIMBaiH Hal Na,SO4, KOHIEHTPHPOBAIU H
OYMIIAIHM NPU MTOMOIIM Xpomarorpadun Ha KojoHKe (nerpoisieinslit a3¢pup/EtOAc=3:1~1:1) ¢ noixyueHuem ne-
neBoro coenunenus (182 mr, 44,3%) B Bue Macia CBETJIO-KeNnToro 1era. MS: m/e 208 (M+1)+.

Oran  C: (4-(0uc(4-MeToKCHOCH3MI)aMUHO)-2-0yTokcunmuaasol2,1-f][1,2,4]rpuazun-7-wmwn)(2-dprop-4-
(upponmuanH- 1 -uaMe T ) heHUIT ) METaHO.

K epeMeraHHOMY pacTBopy 7-6poM-2-6yTokcu-N,N-6uc(4-meTokcnOeH3uN ) uMu1a3o[2, 1-
f][1,2,4]rpuasun-4-amuna (150 mr, 0,285 Mmmonb) B TT'® (10 mur) mpu -78°C nobasmsum mo karwie H-Buli (0,44
M1, 0,71 mmonn). [Tocite mepeMenmBaHusl B TeUSHUE Yaca JO0aBISIIN TI0 Karuie pacTBOp MpoaykTa atana B (88,7
Mr, 0,428 mmoutp) B TT'® (2 mn). [lomyduennyro cMech nepemenmuBaim npu -70°C B Tedenue 1 9 u 3aTeM Harpe-
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BaJIM IO KOMHATHOH TeMIepatypsl B TeueHue 1 4. Peakmmro racumu Hac. BogH. pactBopoM NHyCI, skctparupo-
Bamu EtOAc (10 mux3). KomOnHUpOBaHHBIE OPTAHUYECKHE CIIOW TIPOMBIBAIIN COJIEBBIM PAaCTBOPOM, BBICYIIIHBA-
m Hax Na,SOy4, puiabsTpoBany 1 KoHUEHTpUpoBann. Ocanok ounmmany mpu nomony npen-TCX (meTposeHbIi
3¢up/EtOAc=1:1) ¢ momyuenuem nenesoro coemunennus (60 mr, 32%). MS: m/e 655 (M+1)".

Oran D: 2-6yTtokcu-7-(2-prop-4-(nmuppomuaun- 1 -mnmernn)oen3un)umuaazol2,1-f][1,2,4rpuazun-4-amusa
(coemunenne A20).

Cwmech npoaykra stana C (60 mr, 0,092 mmoins) B Et;SiH/TOVY (0,5 Mn/2 mim) nepemenuanu npu 80°C B
TE4YeHHEe HOYH. PeaknMoHHYI0 cMeCh KOHIEHTPHUPOBAIN C MOJyYEeHHEM MPOAYKTa, KOTOPHIN OYHIIAIH IIPH II0-
Mot nipern-BOXKX ¢ morydaenneM rieneBoro coenuuenus (23 mr, 62,8).

'H SIMP (400 MI't;, IMCO-de) & 8,16 (s, 1H), 8,05 (s, 1H), 7,27 (s, 1H), 7,23-7,19 (m, 1H), 7,11-7,04 (m,
2H), 4,19-4,13 (m, 4H), 3,53 (s, 2H), 2,42-2,31 (m, 4H), 1,72-1,61 (m, 6H), 1,42-1,36 (m, 2H), 0,91 (t, J=7,6 I',
3H) ppm. MS: m/e 399 (M+1)".

Coenunenne A21: 2-6yroken-7-(4-(3-(munepunus- 1 -mm)npomnoken)oensmn)umugasol 2,1-f][1,2,4 rpuasun-
4-aMuH.

Oran A: 4-(3-OpoMIIPOTIOKCH ) OCH3aIIBICTHI.

PactBop 4-ruppokcubensanpneruna (2 v, 16 mmons), 3-6pomnponan-1-ona (2,3 r, 16 mmoxnb) u Tpude-
Huidocdana (6,3 T, 24 mmoin) B cyxom TI'® (60 M) mpu 0°C obpabdateiBanut DTAD (5,5 1, 24 MMmoinb) gacTs-
MHU. PeaknimoHHYI0 CMEeCh MEJICHHO HArpeBalM J0 KT B TeUCHHE HOYM. PacTBop racwmiu Bojoi (20 mir), SKcTpa-
TUPOBaIH dTHIANeTaToM (20 M) ¥ MPOMBIBAIHM COJIEBEIM pacTBOpoM (20 mur). OpraHuvecKue CjIOu BBICYIIHBA-
JY, KOHIICHTpUpoBanu U ounmaim rnpu momorntun CombiFlash (IT9:5A=15:1) ¢ momydennem npoaykra (1,3 T,
33%).

'H SIMP (400 MI'n, IMCO-dg) & 9,88 (s, 1H), 7,88 (d, J=8,0 I', 2H), 7,16 (d, J=12,0 I'u, 2H), 4,21 (t,
J=8,0 'y, 2H), 3,68 (t, J=8,0 T'u, 2H), 2,32-2,27 (m, 2H) ppm. MS: m/e 243 (M+1)".

Oran B: 4-(3-(munepuaun- 1 -11)mponokcy )0eH3ambaeT .

CwMmecs 4-(3-opommporniokcu)oer3anpaeruaa (200 mr, 0,8 MmMons), munepuawna (136 mr, 1,6 MMonb), Kap-
6onara natpus (170 mr, 1,6 mmons) u nomuaa kamust (17 mr, 0,1 mmons) B H-BuOH (5 M) HarpeBanu npu
105°C B Teuenue 4 4. PactBop oxnaknanu, racuiam Bogoi (10 mur) u skcTparupoBau auxiopmeradoM (10 mo).
Opranuyeckuii  CJIOW  BBICYIIMBAJIHM, KOHLEHTpHpoBand ¥ ounmanu 1pu nomomm  CombiFlash
(IXM:MeOH=8%) ¢ nonyuenuem npoaykra (190 mr, 93%). MS: m/e 248 (M+1)".

Otan C: (4-(6uc(4-MeTokcnOeH3MI )aMUHO )-2-0yTokcunmuaaszo[ 2, 1-f][ 1,2,4]rpuazun-7-wm)(4-(3-
(munepuarH- 1 -1 IPOTOKCH ) (SHHUIT ) METAHOT.
K OXJIKIEHHOMY pacTBopy 7-6pom-2-0yTokcu-N,N-0uc(4-MeTokcHOeH3MN )uMu1a30[2, 1-

f][1,2,4]rpuasun-4-amunaa (200 mr, 0,4 mmonb) B TT® (8 M) mpu -78°C (mpomyBaemomy N,), 100aBIsUH 1O
karmie H-BuLi (1,6 M, 0,7 mm). Ilocne mepememmuBanus npu -78°C B teuenue 30 muH mobaBismu 4-(3-
(munepuauna- 1 -wn)nponokcu )oenzanpaerua (148 mr, 0,6 mmons) B TI'® (2 mur). [TomydeHHyI0 cMeCh TiepeMe-
HIMBAIIK TIPH TAaHHOW TeMIiepaType B TedeHue 30 MUH M 3aTeM HarpeBasu A0 KT B TedeHue 1 4. PactBop racuim
pactBopom NH,CI (5 mi), skcrparuposanu stuianetatoM (10 mMiT) u mpoMbIBaiy cosieBeIM pacTBopoM (10 mi).
Opranunyeckre cinon BeicymmBaiu Na,SOy, GUIBTpoBaNM W KOHIEHTPUPOBAIH C HONYyYCHHEM HEOUHIIEHHOTO
NPOJYKTa, KOTOPBIH B fayibHeHIIeM ounmany npu nomont Combiflash (IXM:MeOH=5%) ¢ momy4yenuem unc-
toro npoxykra (140 mr, 37%). MS: m/e 695 (M+1)".

Oran D: 2-6yroxcu-7-(4-(3-(munepuans-1-mi)nponokcu)oensmn)umunaszol 2,1-f][1,2,4]rpuasun-4-amun
(coemunenne A21).

PactBop (4-(6buc(4-meToxcnbeH3m )aMiHo )-2-0yTokcuumuaaso| 2,1-f][ 1,2,4 ] rpuasun-7-nm)(4-(3-
(munepuauna- 1 -wn)nponokcu ) ernn)meranonrpudTuicmiana (140 mr, 0,2 MMOJb) B TpUDTOPYKCYCHOH KHCIIOTE
(3 M) u TpmwdTHIIcHnaHa (1 M) HarpeBanmu nipu 80°C B TeueHne HOUYW. PacTBOpHTENHh BBITIAPUBAIN JI0 TTOJTyde-
HUS 0cajika, KOTOpBIH omenadnBanu pactBopoM NaHCQO;, skcTparupoBaiy dTHIANETATOM (5 M), TPOMBIBAIIN
CoJIeBbIM pacTBOpoM (5 mir). OpraHuveckuil ci1oil BBICYIIUBAIHN, KOHLIECHTPUPOBAIN U OYHUIIAIH MPH TOMOIIH
CombiFlash (AXM:MeOH=8%) ¢ nomyuennem npoxykra (35 mr, 40%).

'H SIMP (400 MT';, JIMCO-de) & 8,12 (s, 1H), 8,03 (s, 1H), 7,25 (s, 1H), 7,21 (d, J=8,0 I';, 2H), 6,84 (d,
J=8,0 T'u, 2H), 4,20 (t, J=8,0 I'u, 2H), 4,06 (s, 2H), 3,97-3,95 (m, 2H), 2,49-2,20 (m, 4H), 2,18-1,75 (m, 3H),
1,67-1,38 (m, 11H), 0,91 (t, J=7,6 ', 3H) ppm. MS: m/e 439 (M+1)".

Coenunenne A22: 2-0ytokcu-7-(4-(3-mopdonunonponokcu)oensmn)umunaszol2,1-f][1,2,4]rpnasun-4-
aMUH.

Oran A: 4-(3-MophoarHONPOTIOKCH ) OCH3aIIbIETH L.

Cwmech 4-(3-6pomnponiokcu)oensanpaeruaa (300 mr, 1,2 mmons), mopdonunaa (209 Mr, 2,4 MMOITB) U Kap-
6onata kamus (193 mr, 2,4 mmouts) B anierorutprite (10 mur) HarpeBanu npu 80°C B TeueHre HOUH. PacTBOp 0X-
JaK I, KOHIIGHTpUpoBaH, nobasisumm Boxy (10 mur) u skctparupoBanu stunaneratoMm (10 mur). Opranude-
CKHUH CJIOH BBICYIIMBAIIN, KOHIEHTPUPOBAIX 1 ounmmany npu momomu CombiFlash (IXM:MeOH=8%) c momy-
YeHHEM MPOIYKTa B BUAE OeciBeTHOro Macna (260 mr, 84%).

'H SIMP (400 MI'u, IMCO-dg) & 9,87 (s, 1H), 7,86 (d, J=8,0 I'u, 2H), 7,12 (d, J=8,0 T'm, 2H), 4,13 (t,
J=8,0 T'n;, 2H), 3,59-3,51 (m, 4H), 2,44-2,36 (m, 6H), 1,99-1,87 (m, 2H) ppm. MS: m/e 250 (M+1)".
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Otan B: (4-(0uc(4-MeTokcnOeH3MI )aMUHO )-2-0yTokcunmuaaszo[ 2, 1-f][ 1,2 ,4]rpuazun-7-wmn)(4-(3-
MOP(OIMHONPONOKCH ) (PEHHUIT)METAHOI.
K OXJIKIEHHOMY pacTBopy 7-6pom-2-0yTokcu-N,N-0uc(4-MeTokcHOeH3MN )uMu1a30[2, 1-

f][1,2,4]rpuasun-4-amuna (200 mr, 0,4 MMoib) B TT'® (8 mur) ipu -78°C (mpoayBaemMom N,) mo0OaBisuH 1Mo Kar-
ne H-BuLi (1,6 M, 0,7 mn). ITocne mepememmBanus npu -78°C B Tedenwe 30 muH mobOaBmsn 4-(3-
MopdommrOonponiokcH)oen3anpaeruyn (150 mr, 0,6 Mmosis) B TT'® (2 mi). [TonydeHHy0 cMeCh TIepeMeEITBaIN
TIpY JTaHHOM TeMmepaType B Tedenne 30 MUH, U 3aTeM HarpeBaju 0 KT B TeueHue | 4. PacTBop racmmm pacTBo-
pom NH,CI (5 mi), sxctparuposanu stunaneratoM (10 M) 1 nmpoMbeiBanu cojieBbiM pactBopom (10 mi). Opra-
HUYCCKUH cJIoi BBICYIMBamu Hax Na,SO,, GUIBTPOBAIM W KOHIICHTPUPOBAIM C MOJyYCHHEM HEOUYHUIICHHOTO
NPOJYKTa, KOTOPBIH B fayibHeIIeM ountmany npu nomontu Combiflash (IXM:MeOH=6%) ¢ momyuenueM unc-
toro npoxykra (190 mr, 71%). MS: m/e 697 (M+1)".

Oran C: 2-0yrtokcu-7-(4-(3-mopdonunonponokcn)densmn)umuaaszol2,1-f][1,2,4]tpuasun-4-amun (coenu-
HeHue A22).

PactBop (4-(6uc(4-meTokcuOeH3MIT)aMIHO )-2-0yTokcunmuaaso[2,1-f][1,2,4|tpuasun-7-ni)(4-(3-
MopdomurOonpornokcH)permn)metarona (190 mr, 0,27 MMoJb) B TPUPTOPYKCYCHON KUCIOTE (2 MIT) ¥ TPUITHII-
cwrana (2 mur) HarpeBanu npu 80°C B teuenue 1 4. [Tocme KoHIEHTpAIK TPUPTOPYKCYCHYIO KUCIOTY (2 MIT)
o0aBIsIIH K OocaaKy U cMech HarpeBanu npu 80°C B TeueHHe HOYHM. PaCTBOPUTENh BHITAPUBAIH JI0 MTOJTYICHHUS
ocazika, KOTopbslii omenaunBany pactBopoM NaHCOs;, stmmanerata (5 Mir), MPOMBIBAJIHM COJIEBBIM PAcTBOPOM (5
Mi). OpraHmdecKkdid CJIOW BBICYIIMBAM, KOHICHTPUpOBaNM U ounmanu npu nomomnm CombiFlash
(AXM:MeOH=8%) c momy4dernem npoaykra (84 mr, 70%).

'"H SIMP (400 MT'i, IMCO-de) & 8,12 (s, 1H), 8,02 (s, 1H), 7,25 (s, 1H), 7,20 (d, J=8,0 I';, 2H), 6,83 (d,
J=8,0 I'y, 2H), 4,20 (t, J=8,0 I'y, 2H), 4,05 (s, 2H), 3,95 (t, J=8,0 T'u, 2H), 3,55 (t, J=4,0 ', 4H), 2,40-2,34 (m,
6H), 1,87-1,81 (m, 2H), 1,68-1,63 (m, 2H), 1,43-1,37 (m, 2H), 0,92 (t, J=8,0 I', 3H) ppm. MS: m/e 441 (M+1)".

Coenunenne A23: 2-0ytokcu-7-(3-(3-(auMeTnaaMuHo)mpornokcn)oensmn)umunaszol2,1-f][1,2,4]rpnasun-
4-aMuH.

Otan A: (4-(6uc(4-MeTokcnbeH3mMI )aMUHO )-2-0yTokcunmuaaszo[ 2, 1-f][ 1,2,4]rpuazun-7-wmn)(3-(3-
(TMMeTHIIaMIHO )ITPOTIOKCH ) (DeHIUIT)METAHOJI.
K epeMenanHOMY pacTBopy 7-6poM-2-0yTokcu-N,N-6uc(4-meTokcnOeH3un )uMu1aso[ 2, 1-

f][1,2,4]rpuasun-4-amuna (180 mr, 0,34 mmois) B TI'® (10 M) mpu -78°C B atmochepe N,, nobasnsumm H-BuLi
(1,6 M, 0,54 wmiu, 0,86 mmomnb). PactBop mnepememmBaym npu -78°C B Teuenme 30 wmwmH. 3-(3-
(mameTtnmamuHO JiporiokcH )oen3anpaeru (71 mr, 0,34 Mmmoins) B TT'® (2 M) 106aBIISIN 1O Karuie K BBIIIEYKa-
3aHHOMY pacTBopy. [locie nobaBneHus pacTBOp HArpeBaM 4O KT U 3aTeM IepemMennBany B TedeHue 3 4. [Tocie
3aBepIleHUs peakluoHHyo cMech racuiu H,O (20 mn) u skcrparuposanu AXM (20 max3). Opranudeckyro
a3y npomeiBau H,O (10 M), BRICYIIMBAIA ¥ KOHIIEHTPHPOBAIIM TIPY TIOHMKEHHOM JTAaBIIEHUH C TIOTyYCHUEM
HEOUMILEHHOT0 POYKTa B BUJIE Macja XeJITOro [[BETa, KOTOPOE HEMOCPEICTBEHHO MPUMEHSUIN Ha CIIEAYIOIEM
rane 6e3 JOMOTHUTENbHOH ouncTkr. MS: m/e 655 (M+1)".

Oran B: 2-6yTokcn-7-(3-(3-(mumeTriaMuHo )iponokcu )oensun ) umunaszol 2,1-f][1,2,4rpnasun-4-amuH.

PactBop (4-(6uc(4-meTokcuOeH3MIT)aMIHO )-2-0yTokcunmuaaso[2,1-f][1,2,4|tpuasun-7-ni)(3-(3-
(TMMeTHIaMUHO )ITpOTIOKCH ) (peHmIT)MeTanoa (HeouneHHslit) B TOY (6 mur) u TpusTHiICcHIaHa (2 M) nepeMe-
mmBany npu 80°C B Teuenue 24 4. Ilocne 3aBepieHus: peakLUOHHYI0 cMech racunu Bogd. NaHCO; (nmac, 25
Mu1) ¥ 3ateM dkcTparupoBain JIXM (20 mnx3). Opranndeckyto (azy KOHIEHTPHUPOBAIN MPU HOHWKEHHOM J1aB-
JICHUW, U TOJIYICHHBIN ocanok ounmiany npu momotnu npen-TCX ¢ JIXM:MeOH (10:1) ¢ momydeHnemM npoayK-
Ta (18,32 mr).

'H SIMP (400 MI'ti, IMCO-de) & 8,15 (s, 1H), 8,08 (s, 1H), 7,31 (s, 1H), 7,23 (t, J=8 T'u, 1H), 6,91 (d, J=8
I'u, 1H), 6,85 (s, 1H), 6,80 (d, J=8 I'y, 1H), 4,21 (t, J=8 T'u, 2H), 4,12 (s, 2H), 4,00 (t, J=8 I', 2H), 3,17 (t, J=8
I'y, 2H), 2,78 (s, 6H), 2,13- 2,03 (m, 2H), 1,72-1,64 (m, 2H), 1,45-1,36 (m, 2H), 0,93 (t, J=8 I'y, 3H) ppm. MS:

m/e 399 (M+1)".

CoennHeHme A24: 2-0ytokcn-7-(3-(3-(auMeTHIaMuHO )IPOTIOKCH )-4-pTopOeH3mn) umunaszo[ 2,1 -
f][1,2,4]rpra3uH-4-amMmuH.

Otan A: (4-(6uc(4-MeTokcnOeH3MI)aMUHO )-2-0yTokcunmuaaszo[ 2, 1-f][ 1,2,4]rpuazun-7-wmn)(3-(3-
(mmMeTHIaMUHO )IpoTIoKCcH)-4-propdenun)MeTanom.

K epeMeiaHHOMY pacTtBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcubeH3mwn)umuaaso[2,1-

f][1,2,4]rpuazun-4-amuna (257 mr, 0,49 mmonbs B TT'® (10 mur) mpu -78°C B atmocdepe N, mobdasmsumu H-BuLi
(1,6 M, 0,76 w™m, 1,22 wmmonbe). PactBop mnepememmuBamu mnpu -78°C B Teuenme 30 wmwmH. 3-(3-
(mameTtnnamuHO )iponiokcH )-4-propoensanpaeruy (110 mr, 0,49 Mmmonp) B TT'® (2 mur) gobaBisia 1o Karie K
BBIIIIEYKa3aHHOMY pacTBopy. Ilociie mob6aBneHNs pacTBOp HArpeBajy 0 KT U 3aTeM IIEPEMEIINBAIH B TEUCHHUE 3
4. [Tocne 3aBepmienust peakunonHyto cmeck racuinu H,O (20 mur) u 3arem skcrparuposamn XM (20 mix3).
Opranndeckyro a3y nmpombeBau H,O (10 mir), BRICYIIMBAIN U KOHIEHTPUPOBAIH NP MTOHKEHHOM JTaBICHUN
C TIOJTyYCHWEM HEOUYHIIEHHOTO MPOAYKTa B BHJE Maciia KeJITOr0 IIBEeTa, KOTOPOE HETOCPEACTBEHHO MPUMEHSIIN
Ha CJIeYIONIeM Tane 6e3 JOMOIHNTENbHOI ouncTkr. MS: m/e 673 (M+1)".

Oran B: 2-0yroxcu-7-(3-(3-(aumernamMuno ))iponiokcn)-4-hropoensnn)umuaazol2,1-f][1,2,4]rpuazun-4-
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amuH (coeanHeHue A24).

PactBoOp (4-(6uc(4-meTokcuOeH3MIT)aMIHO )-2-0yTokcunmuaaso[2,1-f][1,2,4|tpuasun-7-ni)(3-(3-
(muMeTnmamMuHO )iponiokcH)-4-propdenmn)meranona (HeounmieHHbd) B TOY (6 mu) u TpudTHIICHIaHa (2 MIT)
nepememuBain mpu 80°C B teuenue 24 4. Ilocne 3aBepiieHus peakMOHHYI0 cMech Tracuiu BogaH. NaHCOj;
(nac, 25 mur) u 3atem skcrparupoBainy AXM (20 mix3). Opranudeckyto a3y KOHIEHTPUPOBAIN NPU IIOHWKEH-
HOM JIaBJICHWH, W TOJIY9CHHBIN ocafiok ouumany nmpu nomontd npen-TCX JIXM:MeOH (10:1) ¢ momydennem
npoaykra (43,52 mr).

'H SIMP (400 MI'ti, IMCO-de) & 8,14 (s, 1H), 8,06 (s, 1H), 7,29 (s, 1H), 7,22-7,08 (m, 2H), 6,92-6,83 (m,
1H), 4,20 (t, J=8 I'n, 2H), 4,11 (s, 2H), 4,08 (t, J=8 I'y, 2H), 3,15 (t, J=8 I'u, 2H), 2,75 (s, 6H), 2,18-2,06 (m,
2H), 1,72-1,61 (m, 2H), 1,45-1,34 (m, 2H), 0,92 (t, J=8 ', 3H) ppm. MS: m/e 417 (M+1)".

Coenunenne A25: 2-0ytoxcu-7-((4'-(muppomunus- 1 -mmernn)-[1,1'-6udennn]-3-na)mMernin)umugasol2, 1 -
f][1,2,4]Tprazun-4-amMuH.

Otan A: (4-(6uc(4-meTokcnOeH3MI)aMUHO )-2-0yTokcnumuaso[2,1-f][ 1,2,4rpuazun-7-mm)(4'-
(tupponmuauH-1-wmmerwn)-[ 1,1'-Oudenmn|-3-mi)meTaHo.

K pactBopy 7-0pom-2-0yTokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuasun-4-amuaa (150
mr, 0,29 mmous) B TT® (5 min), nobasnsun no karute H-OyTusumutuii (0,27 mi, 0,43 Mmoins) npu -78°C B aTtMo-
cdepe N2 u nepemernBaiu B reueHue 1 4. 3arem npu -78°C nobaBmsum 1o karuie pactBop 4'-(muppoiauauH-1-
nnmetnn)-[ 1,1'-6ndennn]-3-kapbanpneruna (114 mr, 0,4278 mmonn) B TT'® (2 mur) mocne moOaBiIeHUs] CMECh
HarpeBajy 10 KT U MepeMemunBany B TedeHue 3 4. CMech raciiii HACHIIIEHHBIM PacTBOPOM XJIOPHIAa aMMOHUS
(5 m), sxerparupoBan JIXM (30 mux3). KoMOMHMpOBaHHBIE OPraHUYECKUE CIIOW TPOMBIBAIN COJIEBBIM pac-
TBOpPOM, BEICYIIHBaiy Hajg Na,SO,, KOHIEHTPUPOBATH M OYHIIATH IIPH HOMOITM XpoMaTrorpaguu Ha KOJOHKE
(AXM/MeOH=20:1~5:1) ¢ momy4uenuem TUTyIpHOTO mpoxykra (103 mr, 51%) B BHOe macia >KEITOTO IIBETA.
MS: m/e 713 (M+1)".

Oran B: 2-0ytokcu-7-((4'-(mupponuaua- 1 -unmetn)-[ 1,1'-6udenwn]-3-mwn)metmn)umuaaszo[ 2,1-
f][1,2,4]Tpuazun-4-amun (coemuHenue A25).
Cmechb (4-(6uc(4-MeTokcnOeH3WI)aMuHO )-2-0yTokcuumunaszo[2,1-f][1,2,4rpuazun-7-mm)(4'-

(upponmuauH-1-mnmerwn)-[ 1,1'-oudenwmn]-3-mi)meranona (103 mr, 0,1447 mmone) u TpudTwicwiana (1 mi) B
TOVY (2 mu) nepememupanu npu 90°C B TeueHue Hourn. CMech KOHIICHTPUPOBAIH M OYHINAIU MPU MOMOIIU
npen-BOXX ¢ nonxydenunem neneBoro npoaykra (50 mr, 75,63%).

'"H SIMP (400 MT't, IMCO-dg) & 9,80 (br,s, 1H), 8,13 (1H), 8,09 (s, 1H), 7,73-7,54 (m, 6H), 7,39-7,28 (m,
3H), 4,39 (d, J=5,5 I'u, 2H), 4,23 (s, 2H), 4,18 (t, J=6,5 I'y, 2H), 3,43-3,35 (m, 2H), 3,16-3,11 (m, 2H), 2,08-
2,03 (m, 2H), 1,94-1,78 (m, 2H), 1,69-1,57 (m, 2H), 1,41-1,28 (m, 2H), 0,88 (t, J=7,4 T'n, 3H) ppm. MS: m/e
457 (M+1)".

CoennHeHne A26: 2-0ytokcu-7-(2-prop-5-(mupposmauH- 1 -ummMeTrn)oeH3na)umMuaasol 2, 1 -
f][1,2,4]rpra3uH-4-amuH.

Oran A: 2-¢Top-5-(muppoauanH- 1 -uaIMeTHIT)0CH30HU TP

K nepememannomy pactBopy 2-prop-5-popmundenzonutpuia (447 mr, 3 mmons) B MeOH (5 mur) mobas-
TS apponuand (234 mr, 3,3 MMOITb), 3aT€M CMECh IIEPEMEINBAIH B TeUEHHE 2 U C TOCIIeIyIONINM 100aBe-
HreM NaBH;CN (378 mr, 6 Mmoib). [locie nobaBieHHs peakIMOHHYIO CMECh KOHIICHTPUPOBAJIH C TIOJTydCHUEM
0cajika, KOTOPBIH OYHMINAJIM ITPH ITIOMOIIM Xpomarorpaduy Ha KoioHke (meTpoieisiid a¢gup/EtOAc=2:1) ¢ no-
JTydeHHeM IieieBoro coenunenus (350 mr, 57,2%) B Buje Macna xenroro nsera. MS: m/e 205 (M+1)".

Oran B: 2-drop-5-(nupponmani-1-nnmeTnin)0eH3ambAeT u.

K nepememannomy pactBopy npoxaykra stana A (350 mr, 1,7 mmoins) B cyxom TI'® (10 mi) mpu -20°C
nobasnsm o karie DIBAL-H (1,2 M, 3,57 mn, 4,3 mMonb). [Tocne no6aBieHns peakinio MepeMeNnnBaiid B
TeueHHe 3 4 npu KOMHATHOW TeMneparype. Peakuuto racunmm Boga. NH,4Cl, sxcrparuposanu EtOAc (20 mnx3) n
¢unpTpoBanmu. OUIBTPAT MPOMBIBATIM COJIEBBIM PacTBOPOM, BBICYmIMBaiH Han Na,SO,, KOHIEHTpHUPOBAIA U
OUHIIANIA TIPY TTOMOIIK Xpomarorpaduu Ha KoJioHKe (merponeiuniii 23¢up/EtOAc=3:1~2:1) ¢ monxydeHueMm Ie-
nesoro coenunenns (180 mr, 51,1%) B Buae Macna cBeTI0-keNToro mseta. MS: m/e 208 (M+1)".

Oran C: (4-(6buc(4-meTokcubeH3m)aMuHo)-2-0yrokcunmunaszo[2,1-f][1,2,4]tpuazun-7-un)(2-gpro p-5-
(mupponuanH- 1 -uIMe T ) SHUIT)METaHOJ.

K pactBopy 7-0pom-2-0ytokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuasun-4-amuaa (150
mr, 0,285 mmons) B TT® (10 M) mpu -78°C nobapmsum mo karute H-BuLi (0,44 mm, 0,71 mmons). [Tocie mepe-
MEIIMBaHKS B TEUYEHHE Yaca J100aBIIsUIN 110 Karle pacTBOp npoaykTa stana B (88,7 mr, 0,428 mmous) B TT'O (2
mi). [lomydennyro cmecs nepememusanu npu -70°C B TeueHue 1 yaca U 3aTeM HarpeBajd 10 KOMHATHOH TeM-
neparypbl B TedeHue 1 4. Peaknmro racumm Hac. BomH. pactBopoM NH,Cl, skctparupoamu EtOAc (10 mux3).
KomOnHNpoBaHHbIE OpraHUYEeCKHE CIIOW MPOMBIBAIN COJIEBBIM PAacTBOPOM, BhICYIIMBaiH Hajx Na,SO,4, Guibt-
poBamu u KoHueHTpupoBasu. Ocamok ounmany npu nomomu npen-TCX (merponeiinstit agup/EtOAc=1:1) ¢
TIOTydeHHeM LIENeBOTO coenuHeHns (55 MT, 29,4%). MS: m/e 655 (M+1)".

Oran D: 2-6yTtokcu-7-(2-prop-5-(muppomuaun- 1 -mnmernn)oen3un)umuaazol2,1-f][1,2,4rpuazun-4-amuna
(coemunenne A26).

Cwmech npoaykra C (55 mr, 0,084 mmons) B E;SiH/T®Y (0,5 mn/3 mur) mepememmBanu mpu 85°C B Tede-
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HHE HOYM. PeakumoHHyI0 cMech KOHIIEHTPHPOBAIN C TIOJyYEHHEM OCa/Ka, KOTOPBIH OUYHMIIAIM MPH ITOMOIIH
npen-B3XX ¢ monmydenunem nenesoro coenunenus (20 mr, 59,8%).

'H SIMP (400 MI'ti, IMCO-de) & 8,13 (s, 1H), 8,03 (s, 1H), 7,26 (s, 1H), 7,24-7,04 (m, 3H), 4,18-4,13 (m,
4H), 3,45 (s, 2H), 2,35-2,28 (m, 4H), 1,66-1,61 (m, 6H), 1,37-1,29 (m, 2H), 0,90 (t, J=7,2 I'u, 3H) ppm. MS: m/e
399 (M+1)".

CoennHeHme A27: 2-0ytokcu-7-(2-prop-5-(mupposmauH- 1 -ummMeTrn)oeH3na)umMuaasol 2, 1 -
f][1,2,4]rpra3uH-4-amMmuH.

Oran A: 2-(3-(IMMeTHIaMHIHO )TIPOTIOKCH ) O H3aJTh ICTHI.

Cwmech 2-ruapokxcuoenzanpaerun (1,73 v, 10 mmons), 3-xyop-N,N-1uMeTimnponan- 1 -aMuH THIPOXIOPHUT
(1,74 r, 1,1 mmoip) u K,CO3 (2,76 T, 20 Mmoup) B IM®P (10 mur) mepememuBam nipu 60°C B TeUeHHe HOYH.
Peakmmonnyro cmech BnuBanu B H,O (50 mi) u sxerparupoBamu EtOAc (20 muix3). KomOuHMpOBaHHBIE Opra-
HUYCCKHUE CIIOW TIPOMBIBAITU COJICBBIM PACTBOPOM, BhICYIIUBAIN HaJ NaySO,, KOHIICHTPUPOBAIN M OYUINAIH [IPH
MOMOIIX Xpomarorpadun Ha KosnoHke (merponernsrit 3¢pup/EtOAc=5:1~100% EtOAc) ¢ momy4eHueM 1eneBoro
coenunenus (1,96 r, 76%) B Buae Macia CBETI0-keNToro npera. MS: m/e 208 (M+1)+.

Otan B: (4-(6uc(4-MeTokcnOeH3MI )aMUHO )-2-0yTokcunmuaaszo[ 2, 1-f][ 1,2,4]rpuazun-7-wmn)(2-(3-
(TMMeTHIaMIHO )ITPOTIOKCH ) (DeHIUIT)METAHOJI.

K pactBopy 7-0pom-2-0yTokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuasun-4-amuaa (150
Mr, 0,285 mmoms) B TT'® (10 mur) mpu -78°C mobasmnsim mo karute H-Buli (1,6 M, 0,44 mi, 0,71 mmons). ITocie
TIepeMEIMBaHusl B TeUEHUE Yaca A00aBISLIM IO Karjie pacTBOp mpoxaykra stama A (88,7 mr, 0,428 mmonn) B
TI'® (2 mi). [Homyuennyro cMech nepemenuBaiu npu -70°C B TedeHne 1 9 U 3aTeM HarpeBaid 0 KOMHATHON
TeMIieparypbl B TedeHue | 4. Peakmuro racunu Hac. BonmH. pactBopom NH4Cl, skctparupoBamu EtOAc (10
wix3). KomOMHMpOBaHHBIE OPraHWYECKUE CIIOM IPOMBIBAIN COJIEBBIM PAacTBOPOM, BhICymMBaiu Haj NaySOy,
dunpTpoBanu u KoHIEHTpUpoBanu. Ocamox ouunmianu npu nomonw npen-TCX (CH,Cl,/MeOH=10:1) ¢ nomy-
yeHHeM IeneBoro coeaunenus (62 mr, 33%) B Buze Georo TBepaoro BemecTsa. MS: m/e 655 (M+1)".

Oran C: 2-0yrokcu-7-(2-(3-(numerniamMuHO)mponokcH)oeH3mwn)umuaaso[2,1-f][1,2,4]rpua3un-4-aMmun
(coenunrenue A27).

CwMmecs mpoaykra 3tana B (62 mr, 0,095 mmons) B Et;SiH/TOVY (0,5 Mn/3 M) nepememmBanu npu 85°C B
TeUeHHEe HOYH. PeaknnoHHYI0 cMeCh KOHLIIEHTPUPOBAIIH C TIOJyYEHUEM 0CaJIKa, KOTOPHIA OYHIIAIH MPU IIOMOIIN
npen-B3XX ¢ monmydenunem nenesoro coenunenus (24 mr, 63,4%).

'H SIMP (400 MT';, IMCO-de) & 8,09 (s, 1H), 8,00 (s, 1H), 7,22-7,18 (m, 2H), 7,10 (s, 1H), 6,95 (d, J=8.4
I'y, 1H), 6,85 (t, J=7,6 T'n, 1H), 4,21 (t, J=6,4 I'n, 2H), 4,07 (s, 2H), 3,96 (t, J=6,4 I'n, 2H), 2,23 (t, J=7,2 I'Ly,
2H), 2,08 (s, 6H), 1,85-1,61 (m, 4H), 1,48-1,35 (m, 2H), 0,92 (t, J=7,2 T'i, 3H) ppm. MS: m/e 399 (M+1)".

CoennHeHme A28: 2-6ytokcu-7-(4-(3-(muppouanH- 1 -\ IponoKCcH )0eH3MT ) uMua30[ 2, 1 -
f][1,2,4]rprna3un-4-amMmuH.

Oran A: 4-(3-(mupponuanH- 1 -ui) MpoToKCH ) O H3ITb IET HI.

PactBop 4-(3-6pommpomnokcu)densanpaeruaa (300 mr, 1,2 mmons), mupponuanaa (170 mr, 2,4 MMOIb),
kapOoHata Hatpus (254 mr, 2,4 MMoib) 1 nomuaa kanms (17 mr, 0,1 Mmmois) B arietoruTpuie (10 M) HarpeBamu
npu 80°C B TeueHne HOouHW. PacTBop KOHIEHTpUpOBanu, oOpadareiBann Bogoit (10 M) M SKCTparupoBanu au-
xsopmetanoM (10 mi). OpraHudeckuii coii BRICYIINBAIH, KOHIEHTPUPOBAIN U OYHIIaay rnpu nomoui Combi-
Flash (AXM:MeOH=8%) c momy4yenuem npoxykra (200 mr, 70%) B Buge OecuBeTHoro macima. MS: m/e 234

(M+1)".

Otan B: (4-(6uc(4-mMeTokcnOeH3MI )aMUHO )-2-0yTokcunmuaaszo[ 2, 1-f][ 1,2,4]rpuazun-7-wmn)(4-(3-
(mpponumanH-1-mn)IponokcH ) heHUIT)METaHOI.

K OXJIKICHHOMY pacTBopy 7-6pom-2-0yTokcu-N,N-0uc(4-MeTokcHOeH3uN )uMu1a3o[2, 1-

f][1,2,4]rpuasun-4-amuna (210 mr, 0,4 mmonb) B TT® (8 M) mpu -78°C (mpomyBaemomy N,), 100aBIsUH 11O
karmie H-BuLi (1,6 M, 0,7 mm). Ilocne mepememmuBanus npu -78°C B teuenue 30 muH mobaBismu 4-(3-
(muppomuaua- 1 -um)npornoken)oer3anpaerun (140 mr, 0,6 Mmons) B TT'® (2 mn). [TomydeHHy0 cMech TiepeMe-
IIMBAJIM TIPH JaHHOU Temreparype B TeueHne 30 MUH U 3aTeM HarpeBaiu 10 KT B TedeHne | 4. PacTBop racmmm
pactBopoMm NH,CI (5 M), sxcTparupoBaim 3tuiaretaroM (10 Mir) 1 IpoMBIBaK coJIeBBIM pacTBopoM (10 mi).
Oprannyeckuii cioif BeicymuBaian npu mnomouy Na,SO4, GuibTpoBanM M KOHIEHTPUPOBAIM C TOJyYEHHEM
HEOYMILEHHOI0 NPOIYKTa, KOTOPBIH B paypHeleM ounmmany npu nomoutu Combiflash (IXM:MeOH=7%) u
npen-TCX (IXM:MeOH=6:1) ¢ momyuennem unctoro npoxaykra (108 mr, 40%). MS: m/e 681 (M+1)".

Oran C: 2-6ytokcu-7-(4-(3-(mupposnuann-1-um)nponokcn)oensmn)umunaszol 2,1-f][1,2,4]rpuasun-4-amun
(coenunaenue A28).

PactBop (4-(6uc(4-meTokcuOeH3MIT)aMIHO)-2-0yTokcunmuaaszo[2,1-f][1,2,4rpuazun-7-mm)(4-(3-(muppoi
uauH- 1 -uwn)nponokcu)pernn)meranona (108 mr, 0,16 MMOITb) B TPUDTOPYKCYCHON KUCITOTE (2 MIT) U TPUITHII-
cwrana (2 mur) HarpeBanu npu 80°C B teuenue 1 4. [Tocme KoHIEHTpaIK TPUPTOPYKCYCHYIO KUCHAOTY (1 M)
o0aBISIIHM K 0CalKy, U cMech HarpeBaiu npu 80°C B TeueHHe HOYU. PacTBOPUTEIH BBHITTAPUBAIH C TTOTYICHHEM
ocanka, kotopsie omenagnBan NaHCO3, skcTparupoBaiu 3THIAETaToM (5 M), POMBIBAIH COJIEBBIM PACTBO-
poMm (5 wmur). Opranmdeckdil CIOH BBICYIIMBAIN, KOHIICHTPUPOBaNW W oummanu npu nomomm CombiFlash
(AXM:MeOH=18%) ¢ nonydenuem mpoaykra (25 mr, 37%).
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'H SIMP (400 MT'i, IMCO-de) & 8,11 (s, 1H), 8,02 (s, 1H), 7,25 (s, 1H), 7,20 (d, J=8,0 I';, 2H), 6,83 (d,
J=8,0 ', 2H), 4,20 (t, J=8,0 ', 2H), 4,05 (s, 2H), 3,95 (t, J=8,0 I'u, 2H), 2,51 (s, 2H), 2,43 (s, 4H), 1,88-1,81
(m, 2H), 1,70-1,63 (m, 6H), 1,43-1,37 (m, 2H), 0,92 (t, J=8,0 T';, 3H) ppm. MS: m/e 425 (M+1)".

Coenunenne A29: 2-0ytoxcu-7-(4-(3-(quaTriaMuHo )ponokcn)oen3mwn) umuaasol2,1-f][ 1,2 4 rpuazua-4-
aMHH.

Oran A: 4-(3-(IUdTHIIAaMHUHO ) TPOTIOKCH ) OCH3TbIET HI/I.

DEAD (1 r, 6 MMoJIb) n00aBIsUIH IO Karuie K pacTBopy 4-runpokcubensanpaeruga (0,5 r, 4 MMoib), 3-
(mmTHTamMuHO )iponian-1-oma (0,5 T, 4 Mmoib) u Tpudenmidocdana (1,6 r, 6 mmons) B TT'® (10 mu) npu 0°C B
atMoc(epe N,. CMmech HarpeBasii 70 KT U MEPEMENINBAIN B TeUeHUE HOYH. PacTBOp KOHIIEHTPHPOBAIN U OYH-
mamu npu nomontn CombiFlash (IT2:2A=80%) ¢ momydernnem mpoaykra (0,4 r, 42%) B Buae OGecBETHOTO
macma. MS: m/e 236 (M+1)".

Otan B: (4-(6uc(4-meTokcnOeH3MI )aMUHO )-2-0yTokcuumuaas3o[ 2, 1-f][ 1,2,4]rpuazun-7-wmn)(4-(3-
(TP TUIAMUHO )IPOTIOKCH ) (DCHIIT)METAHOIT.
K OXJTaXAECHHOMY pacTBopy 7-6pom-2-6yrokcu-N,N-61c(4-mMeTokcubeH3mT ) umMuaasol 2, 1-

f][1,2,4]rpuazun-4-amuna (200 mr, 0,4 mmons) B TT'®D (8 M) (mpoayBaecmomy N,) npu -78°C mobaBisiin o
karme H-BuLi (1,6 M, 0,6 mm). Ilocne mepememmBanus npu -78°C B teuenue 30 muH mobaBismu 4-(3-
(mmTrHTamMuHO )iponioken )oeH3anpaerua (134 mr, 0,6 mmons) B TT'® (2 mi). [ToydeHHYIO cMech IepeMeInBa-
T TIpH JaHHOU Temreparype B TeueHne 30 MUH, U 3aTeM HarpeBajH 10 KT B TedueHue 1 4. PactBop racmuimm pac-
tBopoM NH,CI (5 mur), sxcTparupoBanmu striameratom (10 mir) u mpomeiBaiii colieBBIM pactBopoM (10 mi). Op-
TAaHWYECKHUH CIIOW BBICYIIMBAIHM HpH moMomu Na,SO,4, GMIBTpOBAIN W KOHICHTPUPOBAIH C MOJXY4YEHHEM He-
OUYMIIEHHOTO MPOAYKTa, KOTOPHIH B maipHedmeM ounmanu npu nomomu Combiflash (AXM:MeOH=8%) u
npen-TCX (IXM:MeOH=7:1) ¢ nomyuennem unctoro npoxaykra (150 mr, 58%). MS: m/e 683 (M+1)".

Oran C: 2-0ytokcu-7-(4-(3-(nuaTnamMuHo ))iponokcu)oensmn)umunaso|2,1-f][1,2,4]rpnaszun-4-amun (co-
enuHeHue A29).

PactBop (4-(6uc(4-meTokcuOeH3MIT)aMIHO )-2-0yTokcunmuaaso[2,1-f][1,2,4|tpuasun-7-ni)(4-(3-
(mmaTHIaMuHO ))IponiokeH)permn)Meranona (150 mr, 0,22 MMoib) B TpUPTOPYKCYCHOM KHCiIoTe (2 MII) U TpH-
stwicuiana (2 i) HarpeBanu nipu 80°C B Teyenue | 4. [locie KOHIEHTpaMu TPUPTOPYKCYCHYIO KUCIOTY (2
MJIT) T0OaBISIIN K OCaAKy, U cMech HarpeBasn mpu 80°C B TedeHne HOUHM. PacTBOpHUTENs BBITIAPHUBAIH C TTOJTyYe-
HUEM OcajKa, KOTopbi omenaunBany npy nomormu NaHCO;, skcTparupoBain 3THiIAneTaToMm (5 Mir), IpOMBI-
BaJIM COJIEBBIM pacTBOpoM (5 mir). OpraHn4eckuid CJIoi BBICYIIMBAJIH, KOHIICHTPUPOBAIN W OYMINATH IIPH TI0-
mou mpen-TCX (AXM:MeOH=7:1) ¢ nonyuenuem npoxaykra (50 mr, 54%).

'H SIMP (400 MI'u, IMCO-de) & 8,12 (s, 1H), 8,04 (s, 1H), 7,25 (s, 1H), 7,23 (d, J=8,0 I';, 2H), 6,86 (d,
J=12,0 I'u, 2H), 4,20 (t, J=8,0 'y, 2H), 4,07 (s, 2H), 4,02 (t, J=8,0 'y, 2H), 3,13 (s, 6H), 2,08 (br,s, 2H), 1,71-
1,64 (m, 2H), 1,45-1,36 (m, 2H), 1,20 (t, J=8,0 I', 6H), 0,93 (t, J=8,0 I', 3H) ppm. MS: m/e 427 (M+1)".

Coenunenne A30: 2-Oyrokcu-7-((4'-(muppomunus-1-uimetwn)-[ 1,1'-0udennin]-4-mn)metmn)umunaso[2,1-
f][1,2,4]Tprazun-4-amMuH.

Otan A: (4-(6uc(4-meTokcnOeH3mI)aMuHO )-2-0yTokcnnmuaszo[2,1-f][1,2,4rpuazun-7-mm)(4'-
(uppomunuH-1-wnmerwn)-[ 1,1'-0udenmn |-4-mi)meTaHo.

K pactBopy 7-0pom-2-0ytokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuasun-4-amuaa (150
mr, 0,23 mmons) B TI'® (5 mur) npu -78°C nobGaensum no kare H-Oytwumuruid (0,27 mi, 0,43 MMoub) U miepe-
MemmuBaK B TedeHue 1 4. 3atem npu -78°C mobamisuin 1o karuie pactBop 4'-(mupponuaus-1-ummertmn)-[1,1'-
oudenmn]-4-kapbansaeruaa (114 mr, 0,43 Mmmous) B TT'® (2 mur) mocie qo0aBiIeHHS CMECh HarpeBalld 10 KT U
nepeMenmuBaiy B TedeHre 3 4. CMech TacHiIM HACHIIIEHHBIM PACTBOPOM XJIOpHA aMMOHHS (5 MIT), SKCTparupo-
BaH JIXM (30 mix3). KomOMHNpOBaHHBIE OPraHUYECKUE CIION MPOMBIBAIIM COJIEBBIM PACTBOPOM, BBICYIIMBAIH
Haa Na,SO,4, KOHIIEHTPUPOBAIIN ¥ OUYHINAIH IPU TIOMOIIH XpomaTorpaduu Ha kKosoHke (JIXM/MeOH=20:1~5:1)
C ToTy4eHneM TUTYITbHOTO TIpoaykTa (124 mr, 61%) B Buje Macna xenToro nseta. MS: m/e 713 (M+1)".

Oran B: 2-0ytokcu-7-((4'-(mupponuaun- 1 -unmetn)-[ 1,1'-0udenwn]-4-mwn)metmn)umuaaszo[ 2,1-
f][1,2,4]rpuazun-4-amun (coemunenue A30).
Cmech (4-(6uc(4-MeTokcnOeH3WI)aMUHO )-2-0yTokcnumuaszo[2,1-f][1,2,4rpuazus-7-wmm)(4'-

(upponmuauH-1-wnmerwn)-[ 1,1'-Oudenmn]-4-mr)meranona (124 wmr, 0,17 mMmons) U TpudTHiAcHiIana (1 mi) B
TOVY (2 mu) nepememuBanu npu 90°C B Teuenue Hourn. CMech KOHIICHTPUPOBATIH M OYHIIAIU MPU MTOMOIIU
npen-BOXX c MOJy4eHHUEM 2-6ytokcu-7-((4'-(mupponuaus- 1 -unmern)-[ 1,1'-6udenrn]-4-
wi)Mmetwi)umunaasol2,1-f][1,2,4]tpuasun-4-amuna (58 mr, 73%).

'H SIMP (400 MI'ti, IMCO-dg) & 9,74 (br,s, 1H), 8,17 (s, 1H), 8,06 (s, 1H), 7,78-7,75 (m, 2H), 7,64-7,53
(m, 4H), 7,43-7,38 (m, 2H), 7,36 (s, 1H), 4,38 (d, J=5,7 'y, 2H), 4,26-4,18 (m, 4H), 3,42-3,35 (m, 2H), 3,21-
3,12 (m, 2H), 2,14-2,02 (m, 2H), 1,92-1,83 (m, 2H), 1,72-1,61 (m, 2H), 1,42-1,33 (m, 2H), 0,91 (t, J=7,4 ',
3H) ppm. MS: m/e 457 (M+1)".

Coenunenne A31: 7-(4-(3-amuHOTIpOTIOKCH )0eH3MN)-2-0yTokcnnmuaas3o[2,1-f][ 1,2,4] tpuazun-4-amMuH.

Oran A: tpeT-0yTri(3-(4-hopmuinpeHOKCH )Ipormi)Kapbamar.

K pactBopy 4-ruapoxcubenzanpaeruga (1,22 r, 10 MMois), TpeT-0yTuii(3-ruapoKCcCUIpomniI)kapbamara
(2,62 r, 15 mmomns) u PPh3 (3,93 1, 15 mmons) B TI'® (15 M) mobasmsmu mo karie DIAD (7,57 r, 15 mmons,
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40% B TOJYOJILHOM pacTBOpe). 3aTeM CMECh IepEeMEIINBAIIH P KOMHATHON TeMIlepaType B T€UYEHHE 5 4acoB.
Cwmech pasBoaunu Bogoi (50 mi), sxctparupoBamm EtOAc (60 miix2). KoMOMHUPOBAaHHBIE OPTaHUYECKHE CIION
MPOMBIBAIA COJICBEIM PAacTBOPOM, BBICYyIIHBaiu Haa Na,SO,4, GUIbTpOBany, KOHICHTPUPOBAIN M OCAIOK OYH-
WATH NIPY TIOMOILH CombiFlash ¢ monyuenuem neneBoro coemunenus (2,53 r, 90%). MS: m/e 224 (M+H-t-
Bu)'.

Oran B: tper-0ytun(3-(4-((4-(6uc(4-meTokcuOeH3MI)aMHUHO )-2-0yTokcunmuaszo[2,1-f][ 1,2,4]rpuazun-7-
1) (THIPOKCH )METHIT ) (DEHOKCH )IPOTTHIT)KapOamar.

K pactBOopy 7-0pom-2-0yTtokcu-N,N-6uc(4-metokcubensmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (300
Mr, 0,57 mmons) B TT'® (8 mur) mobasisiu o karuie pactBop H-BuLi (0,9 M, 1,42 MMois) U ognep:KUBaIn
TeMITepaTrypy B auamna3one ot -75 g0 -65°C. Ciycrs 1 94 qo06aBisumd 1Mo Karie cMech MpoaykTa sTama A (238 wmr,
0,855 mmonp) B TI'® (2 mu). [TonydeHHyro cMech nepememuBany npu -70°C B reuenue 0,5 4 u 3aTeM Harpepa-
JM 10 KOMHaTHOW TeMIepaTrypsl B TedeHue 2 4. Peakiuro racuimy HackinieHHBIM pactBopoM NH4Cl, sxcrparu-
poBammu EtOAc (50 mur), mpoMBIBaJIM COJIEBBIM PacTBOPOM, BhICyIIMBany Han Na,SOy4, GUILTPOBAIN W KOHIICH-
tpupoBaiu. Ocanok ounmanu npu nomoum npern-TCX (DA/I193=1/3) ¢ momydeHHEM IIEIEBOTO COCAMHEHUS
(100 mr, Heounmenroe). MS: m/e 727 (M+1)".

Oran C: 7-(4-(3-aMmuHOTPOTIOKCH )0eH3MN )-2-0yTokcunmuaaso[2,1-f][1,2,4]rpua3un-4-aMmun (coequHeHNE
A31).

K cmecu npoaykra srana B (100 mr, Heounmienusiit) B TOY (3 mur) modasmsmu Et;SiH (1 mur). Peaxmuro
HarpeBaiu npu 85°C B TeueHue Hour. CMech OXJTAKIAIN 0 KOMHATHON TEMIIEpaTypbl U KOHIICHTPUPOBAJIH JI0
cyxoctr. K ocagky go6asmsin TOVY (3 M) 1 mosrydeHHyI0 cMech HarpeBanu nipu 85°C B Teuenue Houu. CMech
KOHIIEHTPUPOBAJIN 10 CYXOCTH W OCaIOK ounmaid mpu nomomu npern-BOXXX. Cobpannyto ¢pakmuro omiena-
guBanu pactBopoM NaHCOs, skctparupoBanu JIXM (50 mirx2), mpoMBIBaIN COJEBBIM PACTBOPOM, BBICYIITUBAIIH
Hax Na,SO,, GmIbTpoBamy U KOHIEHTPUPOBAIN C MOIydeHHEM neneBoro coenuHenus (30 mr, 15% B aBa aTa-
na).

'H SIMP (400 MT'i, IMCO-de) & 8,11 (s, 1H), 8,02 (s, 1H), 7,25 (s, 1H), 7,20 (d, J=8,8 I';, 2H), 6,84 (d,
J=8,4 I'y, 2H), 4,20 (t, J=6,0 I'y, 2H), 4,05 (s, 2H), 3,97 (t, J=6,4 ', 2H), 3,05-2,90 (m, 2H), 2,68 (t, J=7,2 I'Ly,
2H), 1,86-1,59 (m, 4H), 1,49-1,35 (m, 2H), 0,92 (t, J=7,6 ', 3H) ppm. MS: m/e 371 (M+1)".

Coenunenne A32: 2-Gyroxcu-7-((6-(3-(qMMeTHIIAMIHO)IPOTIOKCH ) TMPUANH-3-1IT)METHI)uMHIa30[ 2, 1-
f][1,2,4]Tpra3un-4-amMuH.

Oran A: 6-(3-(AMMETHIIaAMIHO)IPOTIOKCH JHUKO THHAIBICTH L.

DEAD (2,1 1, 12 mMmonb) noGaBisuid MO Karwie K pacTBopy O-ruapokcuHuKoTHHampAeruaa (1 r, 8,1
MMOJIb), 3-(IuMeTHIIaMUHO)Iporan-1-oma (837 mr, 8,1 MmMoins) u Tpudenundocdana (3,1 r, 12 mmons) B TT' D
(20 M) pu 0°C B atMocdepe N,. CMmech HarpeBanu A0 KT U MEPEMENINBAII B TeUCHUE HOYH. PacTBop racmim
Bozo# (20 M), skcTparupoBaiy dTHianeraToM (20 MiT) ¥ TPOMBIBAIA coJieBbIM pacTBopoM (10 mur). Opranude-
CKHUH CITOW BBICYIIMBAJIH, KOHIICHTpHUPOBaIH 1 ogumany mnpu nmomomu CombiFlash (DA k IXM:MeOH=10%) ¢
nonysenneM npoxaykra (0,5 r, 30%) B Buzxe OecriBeTHOTO Maca.

'H SIMP (400 MI'n, IMCO-dg) & 9,95 (s, 1H), 8,74 (d, J=4,0 T'u, 1H), 8,10 (dd, J=8,0, 4,0 ', 1H), 6,96
(d, J=8,0 I'u, 1H), 4,40 (t, J=8,0 I';, 2H), 2,37-2,35 (m, 2H), 2,13 (s, 6H), 1,88-1,85 (m, 2H) ppm. MS: m/e 209

(M+1)".

Otan B: (4-(6uc(4-MeTokcnOeH3MI )aMUHO )-2-0yTokcunmuaas3o[ 2, 1-f][ 1,2,4]rpuazun-7-wmn)(6-(3-
(TMMeTHIIaMIHO ) TPOTIOKCH ) TUPHIMH-3 -1 )METAHOJL.

K OXJTaXAECHHOMY pacTBopy 7-6pom-2-6yTrokcu-N,N-61c(4-mMeTokcnbeH3m ) umMmuaasol 2, 1-

fI[1,2,4]rpuazun-4-amuna (420 mr, 0,8 mmons) B TT'® (12 M) npu -78°C (nmpoxyBaemomy N,) m1o0aBisuy 110
karmie H-BuLi (1,6 M, 1,3 mm). Ilocne mepememmBanus mnpu -78°C B teuenue 30 mMuH mobaBismu 6-(3-
(IMMeTHIaMIHO )IPOTIOKCH ) HUKOTHHANBETH (250 mr, 1,2 Mmons) B TT'® (3 mur). [lonydeHHyI0 cMech Tiepe-
MEIIMBaIK TIPU JAaHHOW TeMmreparype B TedeHue 30 MHH, U 3aT€M HArpeBajd J0 KT B TeUCHHE HOYH. PacTBop
racwn pactBopoM NH,Cl (5 M), skctparupoBanu stunaneraroM (10 Mir) ¥ mMpoOMBIBaIM COJEBBIM PACTBOPOM
(10 mu1). Opranudeckuii clioi BeICYIUBAIN TipH oMoty Na,SOy4, GUIbTPOBAIH U KOHIIEHTPUPOBAIN C MOJTyde-
HUEM HEOUYHWIICHHOTO TMPOJYKTa, KOTOpPbIi B JanmpHedmieM oummanu mnpu nomont  CombiFlash
(AXM:MeOH=8%) c moiay4eHHEM YUCTOTO MPOAYKTa B BHIE Ocmoro TBepaoro Bemecta (133 mr, 46%). MS:

m/e 656 (M+1)".

Otan C: 2-0yTokcu-7-((6-(3-(AnMeTHIIaMUHO )IPOTIOKCH ) TUPUANH-3-HIT)METHI ) uMHIa30[ 2, 1 -
f][1,2,4]rpuazun-4-amun (coemuHenue A32).

PactBop (4-(6uc(4-meTokcuOeH3MIT)aMIHO )-2-0yTokcunmuaso[2,1-f][1,2,4|tpuasun-7-ni)(6-(3-

(IMMeTHUIaMIHO )IPOTIOKCH ) TUPUANH-3-uin)Metanosa (78 mr, 0,12 MMoJb) B TpUPTOPYKCYCHOH KucioTe (2 Mir)
u TpmdTIIcHiIana (2 M) HarpeBanu nipu 80°C B Tedenue 1 4. [Tociie KOHIIEHTpAIIUY K OCaAKY T00aBIISIN TpU(-
TOPYKCYCHYIO0 KHCTOTY (2 Mit), 1 cMech HarpeBam npu 80°C B TeueHue HOuW. PacTBOpWTENh BHITIAPUBAIHN C
MOJTydeHUEM OcCajika, KoTopble omenadnBanu npu nmomomu NaHCO;, skcTparupoBainy dTwianeratoM (5 mi),
MPOMBIBAJIN COJIEBBIM pacTBOPOM (5 Mit). OpraHuuecKuil ClIOi BBICYIIUBAIH, KOHIICHTPUPOBAIH U OYHILAIHN MIPH
nomory npern-TCX (AXM:MeOH=8:1) ¢ momydennem npoaykra (10 mr, 21%).

'"H SIMP (400 MT'i, IMCO-de) & 8,13 (s, 2H), 8,06 (s, 1H), 7,65 (d, J=8,0 T'u;, 1H), 7,30 (s, 1H), 6,75 (d,

-37 -



046488

J=8,0 I'u, 1H), 4,27 (t, J=8,0 I'y, 2H), 4,20 (t, J=8,0 'y, 2H), 4,09 (s, 2H), 3,14 (t, J=8,0 I'y, 2H), 2,74 (s, 6H),
2,12-2,05 (m, 2H), 1,71-1,64 (m, 2H), 1,45-1,36 (m, 2H), 0,93 (t, J=8,0 ', 3H) ppm. MS: m/e 400 (M+1)".

Coenunenne  A33:  2-Oyrtokcu-7-(4-(munepuanH-4-unMetnn )oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH.

Oran A: metun-4-((mudTokcudochoprn)MeTrn)0eH30aT.

PactBop Mermin-4-(6pommetmn)oensoara (5,5 1, 24 MMonb) B TpudTHIdochuTe (15 Mi1) mepemermmBanu
npu 115°C B Teuenue 4 4. CMech OXJITOKIUIA 10 KOMHATHOW TeMIIepaTyphl, KOHIICHTPUPOBAIU M OCAJIOK OYH-
masm npu nomonn CombiFlash ¢ momyuenunem neneBoro coemurenus (6,16 T, 90%). MS: m/e 287 (M+1)".

Oran B: tper-0yTHin-4-(4-(MeToKCHKapOOH T ) OCH3WIHACH ) TUTIEPUANH- | -kKapOOKcHIIaT.

K pactBopy mpoaykra stana A (6,16 T, 21,54 mmoins) B TT'® (60 mur) nobasmsiim o kare LDA (12 mu,
23,69 mmozb) npu -70°C. [ocne nepeMernBanus Ipyu JaHHON TeMneparype B Tedenne 30 MuH J00aBIIsIH pac-
TBOp TpeT-OyTmiI-4-oKcomunepuanH-1-kapookcmnara (4,7 r, 23,69 mmoins) B TT'® (10 mi). [Tomydyennyro cmech
MeJUICHHO HarpeBaly 10 KOMHATHOHM TeMIlepaTypsl B TEYEHUE HOYH. PeakInio racuiim HachIIIEHHBIM PacTBOPOM
NH,CI, sxctparupoBamu EtOAc (80 mix2). KoMOMHHpOBaHHBIE OPTaHUYECKHE CIION MPOMBIBAIN COJIEBBIM pac-
TBOPOM, BbIcymnBain Hax Na,SO,4, puiabTpoBainy u KoHIEeHTpHpoBaau. Ocanok ouunmany npu nomoum Combi-
Flash ¢ monydennem nenesoro coequuenns (4,5 r, 63%). MS: m/e 276 (M+H-tBu)'.

Oran C: tper-0yTin 4-(4-(MeTOKCUKapOOHWIT)OeH3WII ) TUTIEPUINH- | -KapOOKCHIIaT.

K pactBopy mpoxaykra stama B (4,5 1, 13,6 mmons) B MeOH (40 M) mobasmsmun 10% Pd/C (450 mr). Pe-
aKIMIO0 TIepeMEIINBAINA NP KOMHATHON Temmeparype B atmochepe H, (6ammon) B Teuenue 4 4. Karamuzatop
OT(MIBTPOBEIBATN M (PUIBTPAT KOHIICHTPUPOBAIH C MOJIYUYCHHEM IIeJieBoro coequmHeHus (4 1, 88%). MS: m/e
278 (M+H-tBu)".

Oran D: TpeT-0yTni-4-(4-(ruapoKCHMEeTHI)0eH3WII)TIIEpU I H- | -kKapOOKCHIIaT.

K pacrBopy LiAlH, (273 mr, 7,2 mmonb) B TT'® (10 M) npu 0°C moGasisumn 1o Karuie npoaykr 3rana C
(2 1, 6 mmonb) B TT'® (10 mu). ITocne mobaBneHus MOMyYEHHYIO CMECh MEJICHHO HarpeBasiv J0 KOMHATHOH
TEeMIepaTyphl B TeUeHHE HOUM. Peakimio racwin HachimeHHbIM BoaubM (0,3 mir), 10% pactBopom NaOH (0,3
wut) ¥ Bogo# (0,9 mu). Ionmyuennyto cmech GUIBTpOBaIH, U QUIBTPAT KOHICHTPUPOBAJIH C MOJyIEHUEM LieIe-
Boro coemunenus (1,65 r, 90%).

'H SIMP (400 MI'n, CD;Cl) & 7,28 (d, J=7,6 T, 2H), 7,13 (d, J=8,4 T'u, 2H), 4,66 (s, 2H), 4,06 (d, J=12.8
I'y, 2H), 2,71-2,57 (m, 2H), 2,53 (d, J=6,4 I'n, 2H), 1,73-1,54 (m, 5H), 1,44 (s, 9H) ppm.

Oran E: tpeT-0yTnin-4-(4-hopMundeH3un ) munepuana- 1 -kapOoKCHIIar.

K pactBopy mpomykra stana D (1,65 1, 5,4 mmons) B TT'® (30 mu) mobasnsmm peaktus Jlecca-MapTrHa
(4,58 r, 10,8 mmoms) mpu 0°C HeckoNMbKUMH dacTssMU. CMech TiepeMenTnBaIi P KOMHATHOH TeMIiepaType B
teyenne | 4. Peakmmro racunm HackimeHHBIM pacTBopoM K,COs, GuibTpoBalid depe3 NETUTOBYIO MPOKIAAKY,
npoMbeiBad DA (50 mi). OuabTpaT MPOMBIBAIM BOJOW W COJIEBBIM PacTBOPOM, BBICYymMBamu Ham Na,SOy,
¢unpTpoBaM M KOHUIEHTpHpoBanmu. Ocanok ouninany npu nomon CombiFlash ¢ momyuennem nemnesoro co-
enunenus (475 mr, 29%). MS: m/e 248 (M+H-tBu)'.

Oran F: tper-0yTun-4-(4-((4-(6uc(4-MeTokcnOCH3MI)aMUHO )-2-0yTokcnumunaso[2,1-f][ 1,2 ,4]rpuazun-7-
W) (THIPOKCH ) METHIT) OEH3WIT) TMTIEPHU TN H- | -kKapOOKCHIIaT.

K pactBopy 7-0pom-2-0ytokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuazun-4-amuaa (200
mr, 0,38 mmoup) B TT'® (8 M) nobaemsuim mo karute pactsop H-BuLi (0,6 mi, 0,95 MMonb), moaiaep:KuBas TeM-
neparypy B auamnazone ot -75 mo -65°C. Cnycts 1 9 nobaBisum 1o Karmie cMech mpoaykra 3tama E (172 wr,
0,57 mmoms) B TT'® (2 mn). TTonydgernyto cMech nepememnBany npu -70°C B tedenue 0,5 9 1 3aTeM HarpeBaiiu
JI0 KOMHATHOW TeMITepaTypsl B TeUCHHE HOYH. Peakinio racuian HacklmeHHBIM pacTBopoM NH,4CI, sxcTparupo-
Bamu EtOAc (50 mur), mpoMBIBaIM BOJIOM M COJIEBBIM PacTBOPOM, BhICymMBaiu Hax Na,SO,, dumbTpoBamm u
KoHIeHTpupoBanu. Ocanok ounmany mpu oMoty npen-TCX (DA/I19=1/2) ¢ mosydeHUueM IeIeBOTO COEIH-
nenus (60 Mr, HeounmeHHkIt). MS: m/e 751 (M+1)".

Oran G: 2-Oyrokcu-7-(4-(mumepuauH-4-unmMeTin)oen3mwn)umunaso[2,1-f][1,2,4]tpuasun-4-amun (coenu-
HeHue A33).

K cmecu npoaykra 3tana F (60 mr, 0,08 mMois) B TOY (3 M) mobarmstmu Et;SiH (0,5 mom). Peaknuro Ha-
rpeBasu nipu 85°C B TeyeHne Houn. CMech KOHLEHTPHUPOBAIH JI0 CYXOCTH M OCAJOK OYHMIIAIN IPH ITOMOIIN
npen-BIXX. Cobpannyto ¢pasy omenaunsanu pactBopoM NaHCOj;, sxctparupoanu XM (60 mi), mpombl-
BaJIM COJIEBBIM PAacTBOPOM, BBICYIHBaiI Hax NaySO,, GUIBTpOBaIN W KOHICHTPUPOBAJIH C MOTyYCHHEM IIeje-
BOTO coenuHeHus (4 mr, 3% B 1Ba dTama).

'H SIMP (400 MI'u, IMCO-de) & 8,12 (s, 1H), 8,03 (s, 1H), 7,29 (s, 1H), 7,21 (d, J=8,0 I'n;, 2H), 7,07 (d,
J=8,0 I't, 2H), 4,19 (t, J=6,0 I'u, 2H), 4,09 (s, 2H), 3,00 (d, J=12,0 I', 2H), 2,53-2,49 (m, 2H), 2,44 (d, J=7,2
I, 2H+), 1,75-1,49 (m, 5H), 1,48-1,34 (m, 2H), 1,18-1,04 (m, 2H), 0,92 (t, J=7,2 I'n, 3H) ppm. MS: m/e 395
M+1)".

CoennHeHme A34: 2-0ytokcu-7-((5-xmop-6-(3-(AMMeTHIAMIHO TP OTIOKCH ) TUPHTHH- 3 -1 )METHI ) -
umunaso[2,1-f][1,2,4]tpuasun-4-amuH.

Oran A: 5-x110p-6-(3-(AMMETHIIaMUHO )TIPONOKCH ) HUKOTHHAIBACT UL,

K pactBopy 5,6-muxnopaukotuHanpaeruaa (1,76 r, 10 mmons) u K,CO; (1,65 1, 12 mmons) B M (20
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MIT) 100aBIsUH 3-(quMeTmiaMuHoO Juponad-1-o1 (1,13 1, 11 mMois). 3atem cmeck nepememmuBanu mpu 80°C B
TeueHne Houu B atMocdepe N,. CMmech oXiaxIaJid 10 KOMHATHOW TeMmeparypsl, pa3dasisum Boaoit (50 mi),
skcrparupoBan EtOAc (50 miix2). KoMOMHMpOBaHHBIE OPraHUYECKHE CIOM NPOMBIBAIN COJIEBEIM PAacTBOPOM,
BeICymMBaNM Haja Na,SO, QUIBTPOBaNM, KOHIEHTPHPOBAIM W OCAIOK OYMINAIM MpPU ITOMOLIM iem-
xpomarorpaduu ¢ momyderneM menesoro coeaunerus (0,5 r, 21%).

'H SIMP (400 MI', CDCl3) & 9,93 (s, 1H), 8,50 (d, J=2,2 I'n, 1H), 8,11 (d, J=2,2 I'n, 1H), 4,56 (t, J=6,0
', 2H), 2,56 (t, J=7,6 ', 2H), 2,33 (s, 6H), 2,15-2,03 (m, 2H) ppm. MS: m/e 243 (M+1)".

Oran B: (4-(6uc(4-MeTokcubeH3mw)aMuHo)-2-0yrokcuumuaaso|2,1-f][1,2,4]|tpuazun-7-un)(5-xmop-6-(3-
(IMMeTHIaMIHO )IPOTIOKCH ) TUPUIUH-3 -1 )METaHOJT.

K pactBOopy 7-Opom-2-6yTokcu-N,N-6uc(4-metokcubenzmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (200
Mr, 0,38 Mmonp) B TT'® (8 mur) mobaBnsumm o karure pactBop H-BuLi (0,6 M, 0,95 MMonb), moaaepKuBas TeM-
nepaTypy B amamazone ot -75 1o -65°C. Coycts 1 9 no6aBimsuii mo Karmie cMech mpoaykra 3tanma A (138 wr,
0,57 mmons) B TT'® (2 mm). ITonyuennyro cMmecs nepeMemnBanu npu -70°C B TeueHue 1 4 u 3aTeM HarpeBaiu
JI0 KOMHAaTHOM TeMIlepaTypbl B TedeHHE HOUM. Peakiuro racuim HaceimeHHbIM pactBopoM NH,Cl, sxcTparupo-
Bamu EtOAc (50 Mix2), IpOMBIBAJIM COJIEBBIM PAcTBOPOM, BICYIIHBaiu Hal Na,SO,4, GUIBTpOBAIM U KOHIICH-
tpupoBaiu. Ocanok ounmany npu nomouw npen-TCX (AXM/MeOH=10/1) c momy4eHneM LeJIeBOTO COeINHE-
uus (60 Mr, HeounmmeHHsIit). MS: m/e 690 (M+1)".

Oran  C:  2-Oyrokcu-7-((5-x10p-6-(3-(qMMETHIIAMIHO ) IPOTIOKCH ) TUPUANH-3 -1 )METHI)uMHIa30[ 2, 1-
f][1,2,4]rpuasun-4-amuH (coenuuenue A34).

K cmecu npomykra atama B (60 mr, Heounmmennsiit) B TOY (3 mi) mobasmsmu Et;SiH (0,5 mun) u mosyden-
HyI0 cMech HarpeBanu npu 80°C B TeueHue HOUM. CMech OXJIaKIadH 10 KOMHATHOM TEMITepaTyphl M KOHIIEH-
TpupoBanu 10 cyxoctu. K ocaaky no6asmsum TOY (3 mur) u monydeHHYI0 cMech HarpeBaim nipu 85°C B Teue-
Hue HOouu. CMeCh KOHIICHTPUPOBAIN 10 CYXOCTH M OCaJ0K O4HINamu mpu momontu npen-BOXKX. Cobpannyro
¢pakuuro omenaunBany pactBopoM NaHCOs;, sxcrparupoBaiu JJXM (50 Miax2), mpoMbIBany COIEBBIM PacTBO-
powm, BeicymrBany Hax Na,SOy4, GUIBTPOBATN U KOHIIEHTPUPOBAIK C MOJIYISHHUEM LIEJIEBOTO COSAMHEHUS (8 MT,
5% B nBa dTama).

'H SIMP (400 MT';, CD;0D) & 8,02 (d, J=2,0 I';, 1H), 7,75 (d, J=2,0 T', 1H), 7,36 (s, 1H), 4,38 (t, J=6,0
I'y, 2H), 4,28 (t, J=6,4 T'u, 2H), 4,15 (s, 2H), 2,59 (t, J=8,0 I'y, 2H), 2,32 (s, 6H), 2,05-1,94 (m, 2H), 1,82-1,70
(m, 2H), 1,56-1,43 (m, 2H), 0,98 (t, J=7,2 ', 3H) ppm. MS: m/e 434 (M+1)".

CoenuHeHnue A35: 2-6yTokcu-7-(4-(3-(aumeTnnaMmHo ) IpoIokcn )-3-propobensmi) umMuiazo[ 2,1 -
fI[1,2,4]rpuazun-4-amMmuH.
Otan A: (4-(6uc(4-MeTokcnOeH3MI )aMUHO )-2-0yTokcunmuaas3o[ 2, 1-f][ 1,2,4]rpuazun-7-wmn)(4-(3-

(TMMeTHIaMUHO )ITpOTIOKCH)-3-pTopdeHuT)MeTano.

K pactBOopy 7-0pom-2-0yTokcu-N,N-0uc(4-metokcubensmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (150
Mr, 0,29 mmoie) B TT'® (5 mur) mipu -78°C mobapnsim mo karie H-Oytwumutait (0,27 miu, 0,43 MMoIb) B aTMO-
chepe N, u mepememmBasn B TedeHme | d. 3areM pactBop 4-(3-(IMMETHIIAMUHO )IIPOIIOKCH)-3-
¢dropbenzanpaeruaa (96 mr, 0,43 mmons) B TT'® (2 mur) nobasmsum o karie npu -78°C, 3aTeM cMech HarpeBa-
JU JI0 KT W TepeMemmBaiy B TedeHre 3 4. CMech raCiiid HACHIIIEHHBIM PAaCTBOPOM XJIOpUIa aMMOHHUS (5 M),
skcrparupoBan JJXM (30 mnx3). KoMOMHMpOBaHHEIE OPraHMYECKUE CIIOW IPOMBIBAIN COJIEBBIM PAacTBOPOM,
BeICymnBand Hax Na,SO,, KOHIEHTPHPOBAIM W OYMIIATH TPH IOMOIIM Xpomarorpaduu Ha KOJOHKE
(AXM/MeOH=20:1~5:1) ¢ moxyuennem npoxaykra (136 mr, 70,86%) B Bume macia >kenToro nsera. MS: m/e
673 (M+1)".

Oran B: 2-0yroxcu-7-(4-(3-(aumeTniaMuHO)IpOIIOKCH)-3-pTopobensmn)umunasol2,1-f][1,2,4]rpnasun-4-
amuH (coeanHeHue A35).

Cmech (4-(6uc(4-mMeTokcnOeH3MI )aMUHO )-2-0yTokcunmuaas3o[ 2, 1-f][ 1,2,4]rpuazun-7-wmn)(4-(3-
(mumeTHIaMuHO )iponiokcH)-3-propdenun)meranona (136 mr, 0,2 Mmons) u TpusTmicuiaana (1 mir) B TOY (2
M) nepemermmBany mpu 90°C B Tedenwe HOYM. CMeCh KOHIEHTPHUPOBAIW W OYHINAIH TPU MTOMOIIU TPETI-
BOXX ¢ momyuennem npoaykra (34 mr, 40%).

'H SIMP (400 MI', IMCO-dg) & 9,36 (br,s, 1H), 8,14 (s, 1H), 8,07 (s, 1H), 7,30 (s, 1H), 7,19 (d, J=12.,6
I'u, 1H), 7,13-7,02 (m, 2H), 4,20 (t, J=6,5 I'n, 2H), 4,11-4,02 (m, 4H), 3,20 (dd, J=15,2, 5,5 I'u, 2H), 2,81 (d,
J=4,8 T'n, 6H), 2,09 (dt, J=12,3, 6,1 ', 2H), 1,76-1,57 (m, 2H), 1,47-1,33 (m, 2H), 0,92 (t, J=7,4 I'u, 3H) ppm.
MS: m/e 417 (M+1)".

CoennHeHme A36: 2-0ytokcH-7-(4-(3-(auMeTHIaMUHO )TPOTIOKCH )-2-PTopOeH3mwn) umuaszo[ 2,1 -
f][1,2,4]rpuazun-4-amMmuH.
Otan A: (4-(6uc(4-meTokcnOeH3MI )aMUHO )-2-0yTokcunmuaaszo[ 2, 1-f][ 1,2,4]rpuazun-7-wmn)(4-(3-

(TMMeTHIaMIHO )ITPOTIOKCH)-2-(PTOpeHIT)MEeTaHO.

K pactBopy 7-0pom-2-0yTokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuasun-4-amuaa (150
mr, 0,29 mmous) B TT® (5 M), ipu -78°C nobasisiinu 1o karwie H-Oyrwmmtuii (0,27 mi, 0,43 MMoIts) 1 niepe-
MemmBainK B Tedenue 1 4. 3arem npu -78°C nobaisanu o karuie pactBop 4-(3-(AMMeTHIIaMUHO )TIPOTIOKCH)-2-
¢dropbenzanpaeruaa (96 mr, 0,43 mmons) B TT'® (2 mi), mocne q00aBiIeHUS CMECh HATPEBaIIK 10 KT U TIepeMe-
MMBAIN B TedeHHe 3 yacoB. CMeCh raCHIIM HACKHIIEHHBIM PACTBOPOM XJIOpPHAa aMMOHUS (5 MIT), SKCTparupoBa-
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ma JIXM (30 mux3). KoMOMHUpOBaHHBIE OPraHUYECKHE CIIOM TPOMBIBAIIA COJIEBEIM PACTBOPOM, BBICYITHBAIIH
HaJ Na,SO,, KOHIEHTPUPOBAIN M OYHIIAIN P ITOMOIIH Xpomarorpadun Ha kojoHke (JIXM/MeOH=20:1~5:1)
¢ nostygenueM nposykra (107 mr, 55,8%) B Buie Mac/a skenToro mseta. MS: m/e 673 (M+1)".

Oran B: 2-0yroxcu-7-(4-(3-(aumeTniaMuHO)IpOIIOKeH)-2-propobensmn)umunaso|2,1-f][1,2,4]rpnasun-4-
amuH (coenuaenne A36).

Cmech (4-(6uc(4-meTokcubeH3m)aMuHo )-2-0yrokcunmuaaszo|2,1-f][ 1,2,4]rpuaszun-7-nm)(4-(3-
(maMeTtnmamMuHO )iponiokcH)-2-propdenmn)meranona (107 mr, 0,16 mmons) 1 TpudTHiacwiIana (1 M) B TOY (2
M) nepemermBany mpu 90°C B Tedenwe HOYM. CMeECh KOHIEHTPHUPOBAIW W OYHINAIHM TPU MTOMOIIU TIPETI-
BO3XX ¢ momygenueM TUTYIBHOTO TIpoayKTa (48 mr, 72,6%).

'H IMP (400 MI'u, IMCO-dg) & 9,32 (s, 1H), 8,14 (s, 1H), 8,06 (s, 1H), 7,37-7,07 (m, 2H), 6,82 (dd,
J=11,9, 2,1 'y, 1H), 6,72 (d, J=8,4 I'u, 1H), 4,19 (t, J=6,5 'y, 2H), 4,08 (s, 2H), 4,02 (t, J=5,9 I'u, 2H), 3,25-
3,17 (m, 2H), 2,80 (s, 6H), 2,12-2,00 (m, 2H), 1,74-1,59 (m, 2H), 1,47-1,34 (m, 2H), 0,92 (t, J=7,4 T'u, 3H) ppm.
MS: m/e 417 (M+1)".

CoenuHeHnue A37: 7-((6-(2-aMHHOSTOKCH ) TUPHINH-3-HIT)METII)-2-0y TOKCHUMI1a30[ 2, 1 -
f][1,2,4]Tprazun-4-amMuH.

Oran A: tper-0yTun(2-((5-popmunnupuans-2-mi)okcu)stiin)kapoamar. K,CO; (2,76 T, 20 Mmoits) no6aB-
JSUTH K pacTBOpy 6-xnopHuKoTHHaIbAeruAa (1,41 r, 10 MMonb) u Tper-OyTuin(2-ruapokcuatii)kapbamara (1,61
r, 10 Mmmoins) B DMA (20 M), peakiiMoHHYIO cMech nepemermmBaiy npu 80°C B TedeHre HOUH, OXJIaXKIaIH 10
KOMHaTHO! Temnepartypsl. PactBop racumu H,O (10 mur). Bogssrit pactBop skcrparuposanu DA (20 mix4). Co-
OpaHHBIC OPTaHWYECKUE CJIOW TPOMBIBAIA COJIEBBIM PacTBOPOM, BBICYymWBaimu Hax Na,SO4 (QUIBTpOBAIN U
KOHIEHTpUpoBand. [1odydeHHBI OCalOK OYHMINANK MPH ITOMOIIH XpoMaTorpaguy Ha KOJOHKE C MOIYyICHHEM
npoxykra (120 mr, 4%). MS: m/e 267 (M+1)".

Oran B: tper-0yTrn(2-((5-((4-(6uc(4-meTokcuOeH31I)aMuHO )-2-0yTokcnnmuaszo[2,1-f][ 1,2,4]rpuazun-7-
1) (THIPOKCH )METHIT ) TAPUIHH-2 -1 )OKCH )3 THIT)KapOamar.

K pactBopy 7-0pom-2-0yTokcu-N,N-Ouc(4-merokcubensmn)umunaszol2,1-f][1,2,4]rpuasun-4-amuna (158
mr, 0,3 Mmmois) B TT'® (2 mur) mobasnsutn o karute pactsop H-BuLi (0,38 mi, 0,6 MMoIb), oaep xuBast TemIie-
parypy B anamasone ot -75 o -65°C. Cryctst 10 MuH 106aBIIsUH 10 KaIuie pacTBOp MpoaykTa stana A (120 mr,
0,45 mmonp) B TT'® (3 mi). [Tonyuennyro cmechk nepememmsaiu npu -70°C B Teuenne 20 muH. Peaknuio racuim
HaceimeHHbIM pacTBopoM NH,Cl, skctparupoBamu EtOAc (5 Max3), mpoMbIBaJIM COJIEBBIM PAacTBOPOM, BBICY-
mmBany Hax Na,SOy4, GuiabTpoBamM U KOHIEHTpUpoBaIH. OCaJoK OYMINAIN TP ITOMOIIH XpoMarorpaduu Ha
KOJIOHKE C TOJTydeHHeM IieeBoro coeaunenus (80 mr, 37%). MS: m/e 714 (M+1)".

Oran C: 7-((6-(2-aMUHOATOKCH ) TUPUANH-3-HI)METHN )-2-0yTokcummuaszo[2,1-f][1,2,4rpuasun-4-amua
(coemunenne A37).

K cmecu npoaykra stama B (80 mr, 0,11 mmons) B TOV (1 M) gobasmsum Et;SiH (1 mi). Peakumro Ha-
rpeBasy ipu 80°C B Teuenne 3 4. CMech KOHIICHTPUPOBAIHU JI0 CYXOCTH M 0canok obpadareiBamu TOY (2 mi).
Peakmuro HarpeBanu mpu 80°C B TeueHue Hourd. CMech KOHIIEHTPUPOBAIN M OCAIOK OYMINAIHA MPU TTOMOIIH
npern-BOXXX. Cobpannyio ¢pakmnuro omenaunBann pactBopoM NaHCO;, skctparuposanu IXM (30 mur), mpo-
MBIBAJIM COJIEBBIM PAacTBOPOM, BhICYIIMBanu Haja Na,SOy4, (QuiIbTpoBanu M KOHIEHTPHPOBAIHM C TOJyYCHHEM
TUTYNBHOTO mpoaykra (12 mr, 33%).

'H SIMP (400 MI'u, CDCls) & 8,12 (s, 1H), 7,51 (d, J=8,0 ', 1H), 7,25 (s, 1H), 6,70 (d, J=8,0 I'r;, 1H),
4,35-4,21 (m, 4H), 4,11 (s, 2H), 3,06 (t, J=6,0 'y, 2H), 1,62-1,51 (m, 2H), 1,47-1,35 (m, 4H), 0,98 (t, J=8,0 I'L,
3H) ppm. MS: m/e 358 (M+1)".

CoenuHeHne A38: 7-(4-(((1R,5S)-8-a3abummkio[3.2.1]okran-3-mr)okcn)-2-propoeH3m)-2-
oyrokcunmunaso[2,1-f][1,2,4]tpuasun-4-amuH.

Oran A: tpet-0yTrii(1R,5S)-3-(3-dTop-4-hopmundenokcn)-8-azadbunmkio[3.2. 1 Jokrane-8-kapObokcuart.

DIAD (3,8 mu1, 7,2 MMOJIb) DO0ABIISIIN TIO Karuie K pacTBopy 2-hrop-4-ruapoxcudenzanpaeruaa (500 mr,
3,6 MMoub), TpeT-0yTmwi( 1R,5S)-3-runpokcu-8-azadbumnmino[3.2.1]okran-8-kapobokcunara (817 mr, 3,6 MMoIIb) U
tpudenmidocdana (1,8 r, 7,2 mmoins) B TT'® (20 mi) ipu 0°C B atmochepe N,. CMech HarpeBalid 10 KT H Tie-
peMermBany B TedeHre Hour. PacTBop racwimm Bomoit (20 mur), skcTparupoBaiiv dtuiarerarom (20 M) u mpo-
MBIBJIA COJIEBBIM pacTBopoM (10 muir). OpraHUYecKHuil cJIOW BBHICYIIMBAIN, KOHIICHTPUPOBAIH W OYHINAIH MPH
nomomn CombiFlash (IT9:9A=10%) ¢ momydenunem npoaykra (330 Mr, 27%) B Buze OeCcLBETHOTO Maca.

'H SIMP (400 MI'u, CDCl3) & 10,21 (s, 1H), 7,83 (t, J=8,0 I'u, 1H), 6,72 (dd, J=8,0, 4,0 I'n, 1H), 6,57 (dd,
J=12,4,0 'y, 1H), 4,70 (t, J=4,0 'y, 1H), 4,24 (s, 2H), 2,20 (d, J=12,0 'y, 2H), 2,08-1,94 (m, 6H), 1,49 (s, 9H)
ppm. MS: m/e 350 (M+1)".

Otan B: TpeT-0yTHi(1R,5S)-3-(4-((4-(61c(4-MeToKCHOSH3MIT)aMHHO )-2-0y TOKCHMMU1a30[ 2, 1 -
f][1,2,4]Tpra3un-7-wmwn)(ruapokcu )mMetn)-3-propdenokcn)-8-a3adurmkiio[ 3.2. 1 Jokrane-8-kapOoOKcHIIaT.
K OXJTaXAECHHOMY pacTBopy 7-6pom-2-6yrokcu-N,N-6uc(4-meTokcuOeH3mT ) uMuaasol 2, 1-

f][1,2,4]rpuasun-4-amuna (200 mr, 0,38 MMonb) B TT'® (8 M) mpu -78°C (nmpoxyBaemomy N,) m100aBISIIN 1O
karme H-BuLi (1,6 M, 0,6 mun). Ilocne mepememmBanus npu -78°C B Teuenme 30 MUH, MOOABISUIM TpeT-
oytui(1R,5S)-3-(3-prop-4-popmundenokcn)-8-azadurukio[3.2.1Jokran-8-kapookcmmar (199 mr, 0,57 Mmonb)
B TI'® (2 mu). [TomydeHHyIO CMECh TIepeMeNTUBAIH TTPH TaHHOW TeMIiepaTtype B TedeHre 30 MUH U 3aTeM Harpe-
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BaJIM JI0 KT B TeueHne Houu. PactBop racumm pactBopom NH,CI (5 M), sxcrparuposanu stuianeratom (10 mir)
Y MIPOMBIBAJIM coJeBBIM pacTBopoM (10 mur). Opranndeckuii cioii BeicymmBanmu Na,SO,, GUIBTPOBAIN U KOH-
HEHTPHPOBAJH C MTOTyYCHHEM HEOUHIIICHHOTO MPOAYKTa, KOTOPHIXA B JaJbHEHUIIIEM OYnIIaiy npu nmomoru Com-
biFlash (IT3:3A=30%) c mo;ydeHHeM YHCTOTO MPOAYKTa B BHIE Macia kpacHoro msera (190 mr, 63%). MS:
m/e 797 (M+1)".

Oran C: 7-(4-(((1R,5S)-8-azabummkio[3.2.1]okran-3-ni)okcn)-2-hTopOoeH3m)-2-0yTokcuumMuaaszo[ 2, 1-
f][1,2,4]rpuasun-4-amuH (coenuuenue A3S).

Cmech TpeT-0yTHIi(1R,5S)-3-(4-((4-(6uc(4-meTokcnOeH3MIT)aMUHO )-2-0yToKCHUMHUAa30|[ 2, 1 -
f][1,2,4]Tpra3un-7-wn)(Tuapokcu )MeTuin )-3-gropheHokcn)-8-a3adummkio[3.2. 1 Jokran-8-
kapOokcmnarTpmdTiuicmiana (190 mr, 0,24 Mmmoine) B TpusTWwicwiane (3 M) U TPUPTOPYKCYCHOW KHUCIOTHI (3
mut) HarpeBand npu 80°C B TTedueHue 2 4. PacTBOp KOHIIEHTPUPOBAIHU, JOOABISIIH TPUPTOPYKCYCHYIO KHCIOTY
(2 M) u HarpeBanu npu 80°C B TeueHHe HOUM. PacTBopuTENs BHIMApUBANIU C MOIYYEHHUEM OCafKa, KOTOPBIN
omenaynBany BogH. NaHCO; (5 M), 9KCTparupoBaiu 3THIaNeTaToM (5 MIT), IPOMBIBAIIM COJIEBBIM PacTBOPOM
(5 mur). Opranuyeckuii coi BBHICYIIMBAIH, KOHIIEHTPUPOBAIH U OYMIIAIN TpH oMoy npen-BOXKX ¢ nomyue-
HueM npoaykra (30 mr, 33%).

'H SIMP (400 MI'n, IMCO-d) & 8,14 (s, 1H), 8,04 (s, 1H), 7,25 (s, 1H), 7,18 (t, J=8,0 T'u, 1H), 6,72 (d,
J=12,0 I'y, 1H), 6,62 (d, J=8,0 I'u, 1H), 4,59 (s, 1H), 4,19 (t, J=8,0 I'y, 2H), 4,06 (s, 2H), 3,37 (s, 2H), 1,99-1,91
(m, 4H), 1,77 (s, 1H), 1,74 (s, 1H), 1,68-1,64 (m, 4H), 1,44-1,35 (m, 2H), 0,92 (t, J=8,0 I'm, 3H) ppm. MS: m/e
441 (M+1)".

CoennHeHme A39: 1-(4-(4-((4-amuHO-2-0yToKcunMuaaszo[2,1-f][ 1,2,4]rpua3un-7-
WJT)METHIT )OS H3 W )TATIepa3uH- 1 -1ir)-2 -(IMMeTUIIaMIHO )3TaH- | -0H.

K cmecu 2-0ytokcu-7-(4-(munepasns-1-mimerwn)oensuwn)umuaasol2,1-f][1,2,4]tpuasun-4-amuna (20 wr,
0,052 mmonp), mumermwirunuHa (5 mr, 0,05 mmons) u DIEA (12 mr, 0,1 mmone) B TT'® (4 mut) modasnsutn HA-
TU (19 mr, 0,05 mmons). Peakuuro nepeMemmBany Npu KOMHATHON TeMIlepaType B TedeHUEe HouM. Peaknurio
pasBoauin BOjOH, dkctparupoBad JIXM (20 murx2), mpoMBIBaIM COJICBBIM PACTBOPOM, BBICYIIMBAIH HAaJl
Na,SO,, ¢pmrsTpoBanu u KoHIEeHTpUpoBatn. Ocagok ouYnIaIn npu nomou npen-TCX ¢ noinydyeHneM neneBo-
ro coenunenus (2 mr, 8,3%).

'H SIMP (400 MT';, CD;0D) & 7,34-7,24 (m, 5H), 4,28 (t, J=6,4 ', 2H), 4,19 (s, 2H), 4,09 (s, 2H), 3,66-
3,58 (m, 2H), 3,54 (s, 2H), 3,43-3,36 (m, 2H), 2,84 (s, 6H), 2,55-2,40 (m, 4H), 1,83-1,70 (m, 2H), 1,55-1,45 (m,
2H), 0,98 (t, J=7,6 T'u, 3H) ppm. MS: m/e 481 (M+1)".

Coenunenne A40: 2-0ytokcu-7-((5-xn0p-6-(nunepuanH-4-uaoKCH)TAPUINH-3 -1 )ME T )UMuIa30[ 2, 1 -
f][1,2,4]rpra3uH-4-amuH.

Oran A: tpeT-0yTri-4-((5-6poM-3-X10pIUpUINH-2-HIT)OKCH ) TUTTEPUANH- | -KapOOKCHIIaT.

K pactBopy NaH (0,6 r, 15 mmonp) B JIMA (15 mur) mo6aBnsimu TpeT-0yTHI-4-TUIPOKCHITATIEPUIUH- | -
kapOokcmnat (2,2 T, 11 mmons). CMech iepeMenTuBa P KOMHATHOW TeMIiepatype B Teuenue 1 4. 3areM Jo-
GaBs pacTBOp S5-OpoM-2,3-muxnoprmpuanna (2,26 t, 10 mmons) B JIMA (5 MiT) 1 MONTy4eHHYIO CMeCh Tiepe-
MemmuBanu npu 80°C B TeueHue HOUM noA 3amuToi N,. CMech OXJIaxkAaau 10 KOMHAaTHOM TeMIeparypsbl, pas-
Gassuy Bogoi (50 mur), skerparuposanu EtOAc (60 minx2). KoMOuHMpOBaHHBIE OpTaHUYECKHE CIIOH MPOMBIBa-
JIM COJIEBBIM pacTBOPOM, BeIcymmBaiu Haa Na,SOy4, GuiibTpoBanu, KOHIEHTPUPOBAIN U OCAJIOK OYHIIAIA TPU
nomomu CombiFlash ¢ momydennem nenesoro coemunenns (2,23 T, 57%). MS: m/e 335 (M+H-t-Bu)".

Oran B: tper-0yTin 4-((3-x510p-5-hopMIIMHUPUINH-2-HIT) OKCH)ITHIEPHINH- | -kKapOOKCHIIaT.

K pacrBopy mpoxykra stana A (2,23 r, 5,7 mmons) B TT'® (15 mir) nobasisinu o Karuie pactBop H-BuLi
(5,3 M, 8,55 MMoIIB), MOJAEPKKMBAs TEMIIEpaTypy B quanasoHe oT -75 10 -65°C. Crycrs 1 4 go0aBisum 1o Ka-
wie JIM® (500 mr, 6,3 MMOJIb) U TIOTYYCHHYIO cMech niepememnBany npu -70°C B Teuenue 2 4. Peakiuio racu-
1 HachklmeHHbIM pactBopoM NHCl, skctparuposann EtOAc (40 mirx2), mpoMbIBaIH COJIEBBIM PacTBOPOM, BBI-
cymuBanu Hag Na,SO,4, dunsTpoBamy n koHIeHTpUpoBaau. Ocanok ounmianmy npu nomomm CombiFlash ¢ mo-
JIy4eHneM neineBoro coenuHerus (350 mr, 18%) B Bue Macia.

'H SIMP (400 MI', CDCl3) & 9,93 (s, 1H), 8,49 (d, J=2,0 T'u, 1H), 8,12 (d, J=2,0 ', 1H), 5,49-5,41 (m,
1H), 3,79-3,65 (m, 2H), 3,49-3,38 (m, 2H), 2,05-1,92 (m, 2H), 1,91-1,78 (m, 2H), 1,47 (s, 9H) ppm. MS: m/e
341 (M+1)".

Oran C: tper-0yTri-4-((5-((4-(6uc(4-meTokcuOeH3MT)aMHUHO )-2-0yTokcunmuaszo[2,1-f][ 1,2,4]rpuazun-7-
1) (THIPOKCH )METHI) -3 -XJIOPITUPHUANH-2 -1 ) OKCH ) TUTIEp U H- | -kapOoKcHaT.

K pactBopy 7-0pom-2-0ytokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuazun-4-amuaa (200
mr, 0,38 mmonb) B TT® (8 mur) nobasmsuim mo karwie pacteop H-BuLi (0,6 mi, 0,95 MMoib) moaepKuBas TeM-
neparypy B auanasone ot -75 mo -65°C. Cnyctsa | 4 no0aBisuiu 1mo Karuie cMech nmpojnykra stana B (155 wr,
0,456 mmomnb) B TT'® (2 mu). [onyuennyro cmech nepemeninBanyu npu -70°C B TeueHue | 4 ¥ 3aTeM HarpeBaju
JI0 KOMHaTHOW TeMIlepaTypsl B TeueHHe 5 4. Peakiuro racnim HackimeHHbIM pactBopoM NH4Cl, skctparuposa-
i EtOAc (60 mut), pOMBIBAIIN COJIEBBIM PacTBOPOM, BeICyIHBaiu Haa Na,SOy4, GUIBTPOBAINA U KOHIIEHTPHPO-
Banmu. Ocamox ounmiaym mpu nomorn npen-TCX (DA/TID=1/2) ¢ monydennem neneBoro coequHeHus (80 mr,
HeouHIIeHHBIH). MS: m/e 788 (M+1)".

Oran D: 2-0ytokcu-7-((5-xmop-6-(TunepuInH-4-MIIOKCH ) TAP U ANH-3 -1 ) METHI ) UMK 1a30[ 2, 1 -
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f][1,2,4]tpuazun-4-amun (coemunenue A40).

K cmecu mpoxaykra stama C (80 mr, HeounmieHssIi) B TOY (3 M) nodasnsumm Et;SiH (0,5 mir) u monyuen-
HYyI0 cMech niepeMermmBany npu 85°C B TeueHre Hour. CMech OXJIKIAIN 10 KOMHATHOW TeMIIepaTyphl U KOH-
HMEHTPUPOBAIK 10 cyxocTH. Ocanok ounmianu npu nmomoiny npen-BIXKX. Cobpanuble Gpakuy omeIaqnBain
pactBopoM NaHCOs;, sxctparupoBanmu JIXM (50 M), IpOMBIBaId COJEBBIM PACTBOPOM, BBICYIIMBAIN HaJl
Na,SO,, GumpTpOBaIN ¥ KOHIEHTPUPOBAIN C MOTyUSHUEM IIeJieBoro coeanneHus (20 mr, 45% B 1Ba sTama).

'H SIMP (400 MI't, IMCO-dg) & 8,15 (s, 1H), 8,10-8,01 (m, 2H), 7,84 (d, J=2,0 I', 1H), 7,34 (s, 1H),
5,15-5,04 (m, 1H), 4,19 (t, J=6,4 I'u, 2H), 4,09 (s, 2H), 3,02-2,90 (m, 2H), 2,64-2,53 (m, 2H), 1,98-1,86 (m, 2H),
1,72-1,60 (m, 2H), 1,59-1,46 (m, 2H), 1,44-1,32 (m, 2H), 0,92 (t, J=7,2 I'u, 3H) ppm. MS: m/e 432 (M+1)".

CoennHeHme A41: 7-(4-(((1S,4S)-2,5-nmnazabunukio[2.2. 1 [renTan-2-ua)Me T ) OSH3 1T )-2-
oyrokcunmunaso[2,1-f][1,2,4]tpuasun-4-amuH.

Oran A: tpeT-0yTni(18S,4S)-5-(4-popmundensmn)-2,5-mnazadbunmkio[2.2.1Jrentan-2-kapOoKcuiar.

Cmech 4-(xnmopmeTwit)OeH3abIETHIA 2 T, 12,9 MMOJIb), tper-0yTnin(1S,4S)-2,5-
nmuazaburmkino[2.2. 1 rentan-2-kapookcunara (3,06 r, 15,5 mmons) u K,CO; (3,56 T, 25,8 mmois) B CH;CN (30
M) nepemeruBaiu npu 50°C B TeyeHue Houu. Peakunio oxmaxxaain 10 KOMHaTHOM Temmeparypbl. CMech pasz-
BouiH Bostoi (50 mur) u akcTparupoBain DA (30 mix3). KoMOMHNPOBaHHYIO OpraHUYecKyto a3y IIpOMBIBAIH
COJICBBIM PacTBOPOM, BhICyImuBanu Hag Na,SO, M KOHICHTPHPOBAIM NPU MOHWKEHHOM naBieHuH. Ocalok
ounmanu rpu nomormu CombiFlash ¢ momyuennem turymnsHoro coenunenus (3,8 r, Berxoxa: 93,1%) B Buzme mac-
J1a KOPUIHEBOTO IIBETA.

'H SIMP (400 MI'u, IMCO-dg) & 9,98 (s, 1H), 7,86 (d, J=8,0 I'n, 2H), 7,56 (d, J=8,0 T'u, 2H), 3,79 (s, 2H),
3,42-3,37 (m, 2H), 3,19-3,00 (m, 1H), 2,83-2,70 (m, 1H), 2,53-2,38 (m, 1H), 1,85-1,75 (m, 1H), 1,72-1,55 (m,
1H), 1,48-1,32 (m, 10H) ppm. MS: m/e 317 (M+1)".

Oran B: TpeT-0yTHi(1S,4S)-5-(4-((4-(6uc(4-MeToKCuOEH3MIT)aMUHO )-2 -0y TOKCHUMHUIa30[ 2, 1-
f][1,2,4]rpra3un-7-wn)(THAPOKCH )METHI ) OeH3MI)-2,5-nrazadunmiino[2.2. 1 Jrentan-2-kapbokcuiar.
K nepeMeliaHHOMY pacTtBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcubeH3mwn)umuaaso[2,1-

f][1,2,4]rpuazun-4-amuna (150 mr, 0,29 mmons) B TT'® (10 M) nobasisiimu H-BuLi (1,6 M, 0,45 mur) npu -78°C
B arMocdepe N,. Cmech nepemermBany mpu -78°C B Teuenue 1 4. 3ateMm mpoaykT stama A (135 wr, 0,43
mmonb) B TT'® (0,5 min) nobasisiinm k cucteme npu -78°C. Peakiuio HarpeBany 10 KOMHATHOW TEMIIEpaTyphl U
nepeMeIInBalIi B TeueHne Houl. Peakunto racuim HackieHHbIM BogHbIM NH,Cl npu KoMHaTHOI TemmiepaTtype.
Cwmech akcTparupoBaii DA (20 mix3). KoMOMHUPOBaHHYIO0 OPTaHUYIECKYIO a3y MPOMBIBAIH COJIEBBIM PACTBO-
poM, BeicymuBanu Hax Na,SO4 M KOHIEHTPUPOBAIX NP IOHMKEHHOM JaBiieHHH. OcaloK OYMINAIM TIPH I10-
moumt CombiFlash ¢ momyuernnem tutynsHoro coemmuenus (140 mr, Berxoxa: 63,3%) B BUIE JKENTOrO Macia.
MS: m/e 764 (M+1)".

Oran  C: 7-(4-(((1S,45)-2,5-nmnazadunmkino[2.2. 1 JrentaH-2-m1)MeTHIT)OeH3MIT)-2 -0y TOKCHUMU1a30[ 2, 1 -
f][1,2,4]rpuasun-4-amuH (coenuuenue A4l).

K mepememanHoMmy pactBopy mpoaykTta 3Tama B (140 mr, 0,18 mmons) B Et;SiH (4 ™) mobGasismu
CF;COOH (4 mn) npu koMHaTHOM TemriepaType. Cmech nepememuBany npu 80°C B Teuenue 1 4. Peakiuio ox-
TN 10 KOMHATHOW TEMIIepaTypbl M KOHIIEHTPHUPOBAIN MPH TOHMXEHHOM JaBiieHHH. OcaoK pacTBOPSIIN
npu CF;COOH (4 mi). U cmech nepememnuBany npu 80°C B TeueHne HouM. Peakiio oxiaskaand 10 KOMHAT-
HOM Temneparypbl. CMech KOHIEHTPHPOBAIM TIPH MOHWKEHHOM NaBiieHWH. OcaJoK OYMINAIU IIPH ITOMOIIH
npen-B3XX ¢ monmydenuem tutynsHoro coequnenus (12 mr, Beixoa: 16,1%).

'H SIMP (400 MTI'n, IMCO-dg) & 8,19-7,97 (m, 2H), 7,30 (s, 1H), 7,25-7,19 (m, 4H), 4,20 (t, J=6,4 Ty,
2H), 4,11 (s, 2H), 3,67-3,55 (m, 2H), 3,31-3,18 (m, 2H), 3,03 (d, J=9,6 I'u, 1H), 2,68 (t, J=8,4 I';, 2H), 2,36 (d,
J=9,6 ', 1H), 1,77-1,60 (m, 3H), 1,49-1,33 (m, 3H), 0,92 (t, J=7,2 T'n;, 3H) ppm. MS: m/e 408 (M+1)".

Coenunenne A42: 2-Oytokcu-7-(4-(2-(mupponuaus-1-wmn)3tin)oens3un)umunaso[2,1-f][1,2,4]rpuaszun-4-
aMUH.

Oran A: 4-6pomMbeHITHI 4-MEeTHIIOEH30JICYIb(POHAT.

K nepemermannomy pactBopy 2-(4-6pomdpennn)stan-1-oma (4 , 20 mmons) B IXM (40 M) mobasmsiam 4-
MeTmioeH3oncynbponmaxiopun (4,12 r, 20,14 mmons) u EN (2,18 1, 20,14 MMonb). PeaknioHHyI0 cMeCh Tie-
peMernmBany mpu KT B TedeHne Houu. K cmecu nobasmsum 1H Bognsrit pactBop HCI (40 M) 1 KCTparupoBaiu
JAXM (20 mnx3). KoMOMHUPOBaHHYIO OPTaHUIECKYIO a3y MPOMBIBAIN COJIEBEIM PACTBOPOM, BBHICYIITUBAIH HAJl
Na,SO4 1 KOHIIEHTPHUPOBATH B BaKyyMe ¢ mosrydeHueM nponykra (7,7 v, 100%) B Bume mMacia KenToro IBeTa,
KOTOpOE NMPUMEHSJIH Ha CIICYIOIEeM dTare 0e3 T0MOJTHUTEFHON OYHCTKH.

Oran B: 1-(4-6poMQeHd TIIN) PP OIUIANH.

K nepememanaomy pactBopy 4-0pomdenatun-4-mernnbensoncynsponara (7 , 20 mmons) B MeCN (50
wut) robasisu uppod (5,6 T, 77 mmons) u Et;N (8 1, 80 MMob). PeakiimonHyro cMech IepeMenBaig IpHu KT
B TeyeHne Houu. CMech KOHLEHTpHpoBaiu B Bakyyme. K ocanky no6asmsuin H,O (40 M) m skcTparupoBaiu
JAXM (20 mux3). KoMOMHUpPOBaHHYIO OpraHu4ecKyto a3y IIPOMBIBAIN COJIEBBIM PACTBOPOM, BHICYIIMBAIN HaJ
Na,SO, 1 KOHIEHTPUPOBAIH B BaKyyMe. HeoUHIeHHbIH MpoayKT OYHMIIAIM MIPU TIOMOINM XpoMaTtorpaduu Ha
KOJIOHKE C MOJTydeHHeM TIpoaykTa (4,3 T, 86%) B Buze sKenToro Macia. MS: m/e 254 (M+1)".

Oran C: 4-(2-(mupponuauH- 1 -ii)3Trin ) OeH3abACTH .
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K nepemenrannomy pactBopy 1-(4-6pomdenatun)nmupponuauna (1 r, 4 mmons) B TI'® (20 mi), oxmax-
JneHHoMy 10 -78°C, B atMocdepe a3oTa nob6asmsiu no kamie H-BuLi (1,6 M B rekcane, 4,4 MModb, 2,7 mi). [o-
cJie epeMeInBanus B Teuenrne 60 MuH MemieHHo nqo0asmnsumm pactBop JIM® (876 mr, 12 mmoib) B TT'® (3 mi).
PeakunoHHyI0 cCMeCh MEIJICHHO HArPEBaIH 0 KT W IIEPEMEIINBAIN B Te4eHUE 2 9. PeakIMOHHYI0 CMech BIIUBa-
JIM B HAaCHIICHHBIN pacTBOpP XJIopuaa aMMoHus 1 3kcTparupoBaiu EtOAc (15 minx3). KomOGnHupoBanHyto opra-
HUYECKYIO (ha3y NMPOMBIBAJIM COJIEBBIM pacTBOPOM, BeICymuBanu Haj Na,SO4, KOHICHTPUPOBAIH B BaKyyMe.
HeounmeHHbIH MPOAYKT OYMIIATIHN TP TIOMOITH XpoMaTorpadu Ha KOJOHKE C TOJXy4eHHEM THTYIBHOTO IpO-
xykTa (600 mr, 73,8%). MS: m/e 204 (M+1)".

Oran D: (4-(6uc(4-metokcuOeH3mn)aMuHO )-2-0yTokcunmuazo[2,1-f][1,2,4]rpuasun-7-mn)(4-(2-(apporn
WIAWH- | -AI1)3THI ) PeHIIT)METaHO.

K nepeMeiaHHOMY pacTtBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcubeH3mwn)umuaaso[2,1-
f][1,2,4]rpuazun-4-amuna (150 mr, 0,29 Mmons) B TT'® (10 mi), oxnaxneHHomy a0 -78°C B atMocdepe azora
nmobasisuin mo karwie H-Buli (1,6 M B rekcane, 0,71 mmons, 0,47 ). Tlocie nepememmBanus B TeueHue 20
MHH MEJUIEHHO 100aBisui pacTtBop 4-(2-(mupponuans-1-mn)stun)oensanpaeruna (87,5 mr, 0,43 mmous) B TI'O
(2 mi). PeaknmoHHYI0 cMech MEUICHHO HarpeBajd A0 KT M IEpEeMEIINBajd B TCUCHHE HOYM. PeakIMoHHYIO
CMECh BIIMBAJIM B HACHIIICHHBII pacTBOp XJopruaa aMMoHHs U dKkcTparupoBain EtOAc (15 mix3). KomOuaupo-
BaHHYIO OpraHUYECKYIO (a3y MPOMBIBAIN COJIEBBIM PAaCTBOPOM, BhICYIIMBaIHU Hal Na,SO,, KOHIEHTPUPOBAIH B
BakyyMe. HeounIeHHBIA IPOAYKT OUHIIAIN PY MOMOIIH XpoMaTorpadgur Ha KOJIOHKE C MOTyYCHUEM THUTYIIb-
HoTO TpozyKTa (80 MT, 43%). MS: m/e 651 (M+1)".

Oran E: 2-0yroxcu-7-(4-(2-(mappomuanH- 1-mn)atwn)oensmn)umuaaszo[2,1-f][ 1,2,4]tpuazun-4-amuna (co-
enuHeHne A42).

PactBop (4-(6uc(4-meTokcuOeH3mIT)aMiHO)-2-0yTokcunmuaaszo[2,1-f][1,2,4rpuazun-7-nmn)(4-(2-(muppoi
uauH- 1 -wn)atun)permwn)meranona (80 mr, 0,123 mmons) B TOVY (3 M) u Et;SiH (3 mim) nepememmBanmu npu
80°C B Teuenue 2 4. PeaknnoHHyI0 cMeCh KOHIIEHTpUPOBaIH B Bakyyme [uist ynanenus: T®Y n Et;SiH. K ocan-
Ky nobasimsimn TOVY (5 mu) u nepemenmBany mpu 85°C B Teuenne Houn. CMech OXJIaXIalld 10 KT U KOHIIEH-
TpUpOBaly B BakyyMme. HeouuneHHsI NpoayKT ounmany npu nomomu npen-BOXKX ¢ noxydyeHuem npoaykra
(14 mr, 29%).

'H SIMP (400 MT'i, IMCO-de) & 8,12 (s, 1H), 8,03 (s, 1H), 7,28 (s, 1H), 7,21 (d, J=7,8 I'n;, 2H), 7,13 (d,
J=7,8 'y, 2H), 4,20 (t, J=6,5 I'u, 2H), 4,09 (s, 2H), 2,71-2,59 (m, 2H), 2,65 (s, 2H), 2,50 (s, 4H), 1,68-1,57 (m,
6H), 1,45-1,36 (m, 2H), 0,92 (t, J=7,3 T'n, 3H) ppm. MS: m/e 395 (M+1)".

CoennHeHme A43: 7-(4-((4-amuHOTIMTIEpUTAH- | -UIT)METHIT)OeH3M )-2-0yTOKCHUMUIa30[ 2, 1 -
f][1,2,4]rprasuH-4-amMmuH.

Oran A: tpeT-0yTri( 1-(4-hopMundeH3 W) TUNepuInH-4-1I1)KapOamar.

K pactBopy 4-(6pommetmn)oenzansaeruaa (0,4 r, 2 mmons) u DIEA (0,52 r, 4 mmons) B TT'® (10 mun) mo-
OaBysuy TpeT-OyTrnnunepuauH-4-mikap6amar (0,44 T, 2,2 MMoJIB). 3aTeM CMeCh MepeMelInBaIId IPU KOMHAT-
HOW TemrepaType B TedeHue Houu. CMech pa3Boawmn Bosoi (50 mur), skcrparupoBanu EtOAc (80 mi), mpombI-
BJIM COJICBBIM PacTBOPOM, BeICyIMBaiK Hax Na,SOy, pruinbTpoBamn, KOHIEHTPUPOBAIN M 0CAIO0K OYHINANHN TIPH
nomomyu CombiFlash ¢ monyuennem nenesoro coemunenns (0,6 r, 94%). MS: m/e 319 (M+1)".

Oran B: tper-Oytun(1-(4-((4-(6uc(4-meTokcuben3un)amuno)-2-0yrokcunmunaszo| 2,1-f][1,2,4]rpnasun-7-
wi1)(THAPOK CH)METIIT)OCH3MI ) TUIIEpUANH-4-1T)KapOamar.

K pactBopy 7-0pom-2-0ytokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuasun-4-amuaa (380
Mr, 0,72 MMoutb) B TT'® (12 mi) mobasiisiiu mo karute pactBop H-Buli (1 mu, 1,6 MMOJIB), TOAIEpKUBAsT TEMIIC-
paTypy B nuamnasoHe ot -75 g0 -65°C. Cnycrs 1 1 mo6aBisii Mo Karie cMech mpoaykra dtana A (276 mr, 0,868
MMoutb) B TI'® (3 mur). TlomyueHHyro cMmech nepemermBany npu -70°C B TedyeHue 1 4 W 3aTeM HarpeBaju JI0
KOMHATHOW TEMIIEpATyphl B TeUeHHE HOUM. Peakiuro racuiu HackmeHHbpIM pactBopoM NH,CI, skcTparuposanu
EtOAc (50 mut), mpoMBIBaIM COJIEBEIM PAaCTBOPOM, BhICyIHBau Hal Na,SOy4, GUIBTPOBAIM U KOHIIEHTPUPOBA-
mu. Ocaok ounInany npu nomoiny npern-TCX ¢ moydeHneM IeNieBoro coenuueHus (60 Mr, HEOUHIIICHHBIH ).
MS: m/e 766 (M+1)".

Oran C: 7-(4-((4-amuHOTUIICpUANH- 1 -rT)MeTHIT)OeH3MN)-2-0yTokcunmuaso| 2, 1-f][ 1,2,4rpuasun-4-amu
H (coenunenue A43).

K cmecn nponykra srana B (60 mr, sHeounmennsiit) B TOVY (3 mu) nobasmsmn Et;SiH (0,5 mun). [Tomyuen-
HYI0 cMech HarpeBanu rpu 85°C B Teuenne Houu. CMech KOHIICHTPUPOBAJIH 0 CYXOCTH M OCAI0K OUHIIANH TIPH
nomomn npern-BOXX. Cobpannyio ¢pakuuro omenaunBamy pactBopomM NaHCOj;, skcrparuposamn XM (50
MJI), TPOMBIBAJIH COJIEBBIM PaCTBOPOM, BBICYIIUBaiIN Hax Na,SO,, GUIBTPOBAIN U KOHIIECHTPHUPOBAIH C TIOTyde-
HHUEM IiesieBoro coequaenus (7 mr, 2,3% B 1Ba JTarma).

'H SIMP (400 MI't, IMCO-de) & 8,12 (s, 1H), 8,03 (s, 1H), 7,30 (s, 1H), 7,23 (d, J=7,6 I'n, 2H), 7,18 (d,
J=7,6 I'u, 2H), 4,19 (t, J=6,0 'y, 2H), 4,11 (s, 2H), 3,36 (s, 2H), 3,15-2,80 (m, 2H), 2,74-2,61 (m, 2H), 2,60-2,51
(m, 1H), 1,89 (t, J=10,4 I'u, 2H), 1,72-1,58 (m, 4H), 1,49-1,34 (m, 2H), 1,29-1,15 (m, 2H), 0,92 (t, J=7,6 I'm,
3H) ppm. MS: m/e 410 (M+1)".

Coenunenne A44: 2-0ytokcu-7-(4-((3-(auMeTHIaMAHO ) TUPPOTHINH- | -HuT)MeTHIT)OeH3MIT ) MU aa30[ 2, 1 -
f][1,2,4]Tpuazun-4-amMuH.
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Oran A: 4-((3-(1MMeTHIaMUHO )TUPPOJIMANH- | -HIT)METHIT)OCH3IbACT U/,

K nepemermanaomy pactBopy 4-(06pommerin)oensanbaeruaa (459 mr, 2,3 mmoins) B MeCN (15 mir) no6as-
nsima N,N-guMmetunnuppoauana-3-amMut (319 mr, 2,8 mmons) u EtzN (929 mr, 9,2 mmons). Peaknmonnyro cMech
MepeMeIInBaIN PH KT B Te4eHHe HOUH. CMech KOHIICHTPUPOBAIH B BakyyMme. OcaZoKk OYUIAIN TIPU TOMOIIN
npen-BRXKX ¢ momyuennem npomykra (100 mr, 18,7%) B Buse xentoro Macia. MS: m/e 233 (M+1)".

Oran B: (4-(6uc(4-mMeTokcuOeH3MIT)aMUHO)-2-0yTokcnnmuaaszo[2,1-f][ 1,2,4 ] tpuazun-7-wum)(4-((3-
(IMMeTHIaMIHO ) TUPPOITUIHH- | - )MeTHIT ) e HHUIT)METAHOT.

K nepememannomy pactBopy 4-((4-(6uc(4-meToxcnben3min)amMuHo)-7-6pomumunasol2,1-f][1,2,4 ] tpuazun-
2-un)okcu)oyran-2-mwinyma (150 mr, 0,28 mmoine) B TT'® (10 M), oxnaxxaerHoMy 1o -78°C, B atMmocdepe azoTta
nmobasisuu o karuie H-BuLi (1,6 M B rekcane, 0,7 MMons, 0,43 mi). [Tocne mepemeruBanus B TeucHue 60 MUH
MeIUIeHHO 100aBisin pacTBop 4-((3-(aumeTnminaMHHO)IUPpOIUANH-1-m1)Metmn)oen3anbaeruna (80 mr, 0,34
mMoub) B TI'® (2 mur). PeakimoHHYI0 cMech MEAJICHHO HarpeBali JI0 KT U IIepeMelInBany B TeueHue 2 4. Peak-
IIMOHHYIO CMECh BIIMBAJM B HACBIIEHHBIH PacTBOp XJOopHaa aMMOHHS W dKcTparupoBamn EtOAc (15 mux3).
KomOnHnpoBaHHyI0 Oprann4eckyo a3y MpoMbIBaJIM COJEBBIM PACTBOPOM, BeICYIINBaNU Hag Na,SO,, KOHIEH-
TPUPOBAJH B BaKyyMe C TOJIydeHHeM HeodniieHHoro mpoxaykra (110 mr, 57,8%), KOTOpbIH HenmocpeaCTBEHHO
NIPHMEHSIIH Ha CIIeyIOIIEM dTare 6e3 T0TOoHUTeIbHOM ouncTki. MS: m/e 680 (M+1)".

Oran C: 2-0ytokcu-7-(4-((3-(IMMeTHITaMHIHO ) TUPPOITUIUH- | -1 )MeTH )OeH3MN ) UMK 1a30[2, 1 -
f][1,2,4]rpuasun-4-amuH (coenuuenue A44).
PactBop (4-(6buc(4-meToxcubeH3 i )aMuHo )-2-0yTokcuumuaaso| 2,1-f][1,2,4 Jtpuazun-7-mm)(4-((3-

(nuMeTnIaMuHO ) uppouaArH- 1 -un)metn)permn)metanona (110 mr, 0,162 mmons) B TOY (3 mi) u Et;SiH (3
M) iepemenBany npu 80°C B TedeHne 2 4. PeakiimoHHy0 CMeCh KOHIICHTPHUPOBAIM B BaKyyMe JJIs YAAJICHUS
T®VY u Et;SiH. K ocanky nodasmsim TOY (5 mn) u nepememuBanu npu 85°C B Teuenue Houu. CMech OXJIax-
JIAITd 70 KT W KOHICHTPHPOBAIHM B BakyyMe. HeouHIeHHBI MPOAYKT OYUINaIM mpu nomouy npen-BOXKX ¢
nony4yeHueM npoaykra (30 mr, 43,5%).

'H SIMP (400 MI'n, IMCO-dq) & 8,12 (s, 1H), 8,03 (s, 1H), 7,30 (s, 1H), 7,25-7,19 (m, 4H), 4,19 (t, J=6,5
I'y, 2H), 4,11 (s, 2H), 3,52-3,38 (m, 2H), 2,74-2,65 (m, 1H), 2,61 (t, J=8,0 I';, 1H), 2,53 (d, J=8,4 I', 1H), 2,38
(dd, J=14,7, 8,5 I'n, 1H), 2,27-2,16 (m, 1H), 2,07 (s, 6H), 1,81 (dd, J=13,3, 6,0 ', 1H), 1,72-1,53 (m, 3H), 1,42-
1,33 (m, 2H), 0,91 (t, J=7,4 ', 3H) ppm. MS: m/e 424 (M+1)".

Coenunenne  A45:  2-0ytoxcu-7-((5-x10p-6-(3-(quMeTHIIaMUHO)-2,2 - TUMETHITIPOTIOKCH ) TAPUTAH-3 -
nn)Merun)umuaaszol2,1-f][1,2,4]rpuasun-4-amMmuH.

Oran A: 3-((5-6pom-3-xmoprmpuanH-2-ui)okcr)-N,N,2,2-TeTpaMe THIIIPOTIaH- | -aMUH.

K mepememannoii cycnenzuu NaH (60%, 600 mr, 15 mmons) 8 DMA (15 mim) moGasmsimm pactBop 3-
(muMeTnIamMuHO)-2,2-quMeTrimnponas-1-oma (1,44 r, 1,1 mmons) B IMA (2 mun). Tlocine nmepeMemmuBaHus B Te-
genue 30 MUH M00aBIsIIN pacTBOp 5-0pom-2,3-auxnopnupuauna (2,26 r, 10 mmoins) B JIMA (2 mu). ITocne mo-
6aBienus peakuuio nepememuBany npu 80°C B reuenune Houn. Peakunto racumu H,O (10 mut) u sxcTparuposa-
mu EtOAc (20 mnx3). KomOnHUpOBaHHBIE OPTAaHWMYECKUAE CJIOM ITPOMBIBAIM COJIEBEIM PACTBOPOM, BBICYITHBAIIH
Hax Na,SO,, KOHIICHTPUPOBAIM W OYHIIANU MPHU IMOMONIM XpoMmarorpaguu Ha KOJOHKE (TETpONCHHBIN
3¢up/EtOAc=20:1~5:1) ¢ moxyueHuem neneBoro coequnenus (2,3 r, 71,5%) B Bune OecuBerHoro macia. MS:
m/e 321 (M+1)".

Oran B: 5-x50p-6-(3-(quMeTHIIaMUuHO)-2,2 - TMME THIITIPOIIOKCH ) HHKOTUHAITBACTUI.

K mepememanHoMy pactBopy mpoaykra 3tama A (961,5 mr, 3 mmons) B cyxom TI'® (10 mur) mpu -78°C
nobasnsm o karute H-Buli (1,6 M, 2,8 mu, 4,5 mi). [Tocne nepememmuBanus B TedeHue 30 MUH 100aBIsuTH
JAM® (337 wmr, 4,5 MMoITb) 1 TIepeMeIuBaIid B TedueHue 2 4. Peaknuto racwmm BoaH. NH,Cl, u axkcTparupoBaym
EtOAc (10 mux3). KomMOHHHUpOBaHHbIE OpPraHMYECKHE CJION TIPOMBIBAIIM COJIEBBIM PacTBOPOM, BEICYIIMBAIIN Hal
Na,SO4, KOHIICHTPHUPOBAIM U OYWIIAIKM TPH TIOMOIIM XpoMaTorpaguu Ha KOJOHKE (METPOJICHHBIN
3¢up/EtOAc=5:1~1:1) ¢ nmoxyuenuem menesoro coeamaeHus (550 mr, 68%) B Bume OGecuBeTHOTO Macima. MS:
m/e 271 (M+1)".

Oran C: (4-(6uc(4-MeTokcuOeH3MI)aMUHO)-2-0yTokcuumuaaso|2,1-f][1,2,4]tpuazun-7-un)(5-xmop-6-(3-
(IMMeTHIaMIHO )-2,2 - TUMETHIIITPOTTOKCH ) TUPU I H-3 -FJT)METAHO.

K pactBopy 7-0pom-2-0yTokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuasun-4-amuaa (150
mr, 0,286 mmoib) B TT'® (10 mur) npu -78°C nobasisiu o kxarie H-BulLi (1,6 M, 0,44 mi1, 0,71 mmons). [Tocne
nepeMeIInBanus B TedeHne | yaca 100aBIBsuTH IO Karule pacTBOp npoaykra stanma B (115 mr, 0,428 Mmoob) B
TI'® (2 mi). [onyyeHHYI0 cMech NepeMeIInBaIi B TEYEHHE HOYM. Peakuuio racwiim Hac. BOAH. PacTBOPOM
NH,CI, sxctparupoBamu EtOAc (10 mix3). KoMOuHHpOBaHHBIE OPraHUYECKHE CIION MPOMBIBAIN COJIEBBIM pac-
TBOpOM, BeIcymuBasd HaJ Na,SO,, GMIbTpoBan M KOHICHTpUpOoBaan. OcaIoK OYHIIAIN MPH TOMOIIX Hper-
TCX (100% EtOAc) ¢ momyuenneM neneBoro coeaunenus (60 mr, 29,3%). MS: m/e 718 (M+1)".

Oran D: 2-0yTokcu-7-((5-x1m0p-6-(3-(nuMeTHIaMUHO)-2,2 - TUMETHIIIIPOIIOKCH ) TUPUTUH-3 -
mwn)Mern)umuaasol2,1-f][1,2,4]rpuasun-4-amun (coenuaenue A45).

K cmecu npoxaykra stana C (70 mr, 0,095 mmons) B Et;SiH/T®VY (0,5 mi/3 M) nepemermuBaim npu 85°C
B TCUYCHHE HOYH. PeakIMoOHHYIO0 cMeCh KOHILEHTPHPOBAIHU C IOJYYEHHEM OCalIKa, KOTOPHI OYMINAIN IpHU IO-
Mo rpen-BOXKX ¢ nonyduennem neneBoro coenunenus (20 mr, 54,1%).
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'H SIMP (400 MI'n, IMCO-dq) & 8,15 (s, 1H), 8,07 (s, 2H), 7,85 (d, J=2,0 ', 1H), 7,34 (s, 1H), 4,19 (t,
J=6,4 T'u, 2H), 4,10 (s, 2H), 4,04 (s, 2H), 2,30-2,15 (m, 8H), 1,73-1,61 (m, 2H), 1,44-1,35 (m, 2H), 0,98-0,88
(m, 9H) ppm. MS: m/e 462 (M+1)".

Coenunenne A46: 7-(4-(amuHomeTmin)0eH3mn)-2-0yrokcuumuaso[2,1-f][1,2,4]tpua3un-4-amuH.

Oran A: Ttper-Oytun (4-((4-(6mc(4-mMeTokcHOeH3MIT)aMHUHO)-2-0yTokcunmuaszo[2,1-f][1,2,4]rpua3un-7-
1) (THIPOKCH )METHIT) OeH3 1T ) KapOamar.

K pactBopy 7-Opom-2-0yTokcu-N,N-0uc(4-metokcubenzmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (200
Mr, 0,38 Mmonp) B TT'® (8 mur) mobasnsumm o karure pactBop H-BuLi (0,5 mu, 0,76 MMOIb), TOIIEPIKUBAST TEM-
neparypy B amamazone ot -75 g0 -65°C. Cuycts 1,5 4 pactBop TpeT-OyTnmn(4-popmundensun)kapdbamara (107
Mr, 0,456 mmons) B TT'® (1 M) noGasisumm no karie. [TomydeHnyro cMech niepeMentuBaiu npu -70°C B Tede-
HHUe | 4 M 3aTeM HarpeBad 10 KOMHAaTHOW TeMIIepaTypbl B TedeHue | 4. Peakiuio racuiy HachIIEHHBIM pac-
tBopoM NH,CI, sxctparupoBanu EtOAc (50 mit), mpoMBIBaJIM COJIEBBIM PacTBOPOM, BhICYIIMBaiIH Hag Na,SOy,
¢unbTpOBANM M KOHIIEHTpUpOoBaK. Ocagok ounIaiy npu nomory npen-TCX ¢ norydyeHneM HeneBoro Coeu-
nenus (90 Mr, HeounmeHHkIT). MS: m/e 683 (M+1)".

Oran B: 7-(4-(amuHOMETIIN)0CH3MN)-2-0yToKcuuMuna3o[2,1-f][1,2,4 | tpuasun-4-amus (coeaunaeHmne A46).

K cmecu mpoaykTa stama A (90 mr, HeounmieHHbIi) B TOY (3 mi) nmobasmsumm Et;SiH (0,5 mur). Peakruro
HarpeBaiu rpu 85°C B TeueHne HOUM. CMech KOHIIEHTPUPOBAIHN 10 CYXOCTH M OCAJIOK OYHINAIHN IIPH ITOMOIIH
npern-BOXXX. Cobpannyio ¢pakmnuro omenaunBann pactBopoM NaHCO;, skcrparuposanu IXM (60 mur), mpo-
MBIBAJI COJICBBIM PacTBOPOM, BeICymMBain Hald NaySO,, (MIBTpOBANINM M KOHIEHTPHUPOBAIHN C IMOTYyICHHEM
npoaykta (10 mr, 10% B aBa sTama).

'H SIMP (400 MI't, IMCO-dg) 8 8,11 (s, 1H), 8,03 (s, 1H), 7,27 (s, 1H), 7,25-7,22 (m, 4H), 4,42 (t, J=6,4
I'm, 2H), 4,10 (s, 2H), 3,67 (s, 2H), 1,75-1,60 (m, 2H), 1,50-1,30 (m, 2H), 0,93 (t, J=7,6 I'u, 3H) ppm. MS: m/e
327 (M+1)".

CoenuHeHnue A47: 2-6yTokcu-7-(4-((4-dpenokcununepuaua- 1 -rmr)Metnn)OeH3un)umMuaasol 2, 1-
f][1,2,4]Tprazun-4-amMuH.

Oran A: 4-((4-dpeHoKcUTUIepuanH- 1 -HT)MeTHIT) O H3aIIbIETH I

K pactBopy 4-(6pommernn)oenszanbaeruaa (0,4 r, 2 mmons) u DIPEA (0,36 1, 3 mmons) B TI'® (10 M)
no6asisn 4-dpeHokcununepunus (0.35 1, 2 MMonb). 3aTeM cMech NepeMeIInBalIi P KOMHATHOM TeMmepary-
pBI B TedeHne HouH. Peakmmro pasBoawin Bogoi (50 mur), axctparupoBaim EtOAc (60 mir), mpombIBaIu cosie-
BBIM PacTBOPOM, BBICYIIHBaIU Hax Na,SO,4, GUIBTpOBAIN, KOHIEHTPHPOBAIN U 0CAIOK OYHIIATH IPH TOMOIIN
dmenr-xpomarorpaduu ¢ monydennem nesesoro coeaunenns (0,22 r, 37%). MS: m/e 296 (M+1)".

Oran B: Tper-0yTmin(4-(6uc(4-meTokcnbeH3mT)aMuHo)-2-0yrokcunmuaaszo[2,1-f][ 1,2,4]tpuazun-7-wmn)(4-
((4-benokcunumepuanH- 1 -A1 ) METHI ) PEHIIT)METAHO.

K pactBOopy 7-Opom-2-0yTokcu-N,N-0uc(4-metokcubenzmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (150
mr, 0,285 mmons) B TT'® (5 M) mobaemsuin mo kamie pactBop H-BuLi (0,4 mu, 0,64 MMomb), monaepkuBas
TemIiepaTypy amanasoHe ot -75 mo -65°C. Cmycrs 1 4 moGaBmsuin cmech nponykra 3tama A (100 wmr, 0,34
mmoinb) B TI'® (1 mu). [Moxyuennyio cmeck nepememuBainy npu -70°C B TeyeHne 2 4 U 3aTe€M HarpeBajd J0
KOMHaTHOW TeMIepaTypsl B TedeHHe HouH. Peakuuro racnim HackleHHbIM pactBopoM NH,Cl, akcrparuposainu
EtOAc (50 mi1), mpoMBIBaJIM COJIEBBIM PacTBOPOM, BhICyIInBany Haj Na,SOy4, GUIbTpOBaIN M KOHICHTPUPOBA-
mu. Ocanok ounmiany mpu momontu npen-TCX (DA/IIB=1/1) ¢ monydeHueM 1eneBoro coeaunenus (95 mr, He-
ounmeHHsli). MS: m/e 743 (M+1)".

Oran C: 2-0yrokcu-7-(4-((4-penokcunumnepunnt- 1 -win)mernn)oeHsmn)umuaazol2,1-f][1,2,4]rpuazun-4-
amuH (coenuaenne A47).

K cmecu mpomykra satana B (95 mr, Heountennsiit) B TOVY (3 mu) nobasnsum Et;SiH (1 mur) u momydeH-
HYyI0 cMech niepeMermmBany npu 85°C B TeueHre Hour. CMech OXJIKIAIH 10 KOMHATHOW TeMIepaTyphl U KOH-
HeHTpupoBaK 1o cyxoctu. K ocanky no6asmsmn TOY (3 mu) u monmydeHHylo cMech HarpeBaiu mpu 85°C B
TeueHue Houu. CMeCch KOHIICHTPHPOBAJIH 10 CYXOCTH M 0CaJOK ouumany npu momornu npen-BOXKX. Cobpan-
Hy0 ¢pakuuio omienaunBanu pactBopoM NaHCO;, skctparupoBanu XM (60 mut), mpoMBIBaIH COJIEBEIM pac-
TBOpOM, BbICymuBainu Hag Na,SO4, GUIBTPOBAIM M KOHIEHTPUPOBAIH C IOJIYYECHHEM LEJICBOTO COCAMHECHUS
(15 mr, 11% B nBa 3Tama).

'"H SIMP (400 MT't;, IMCO-de) & 8,13 (s, 1H), 8,03 (s, 1H), 7,31 (s, 1H), 7,29-7,18 (m, 6H), 6,96-6,85 (m,
3H), 4,42-4,28 (m, 1H), 4,19 (t, J=6,4 ', 2H), 4,12 (s, 2H), 3,43 (s, 2H), 2,70-2,58 (m, 2H), 2,25-2,10 (m, 2H),
1,98-1,82 (m, 2H), 1,72-1,50 (m, 4H), 1,46-1,32 (m, 2H), 0,91 (t, J=7,8 T'r;, 3H) ppm. MS: m/e 487 (M+1)".

CoenuHeHme A48: 2-((5-MeTunmM30KCca3ol-3-uiI)METOKCH )-7-(4-(Tuppotuaus- 1 -
nnMetnn)oen3mwn)umunaso[2,1-f][1, 2,4]rpuasun-4-amuH.

Oran A: 7-6pom-N,N-6uc(4-metokcubeH3nn )-2-((5-MeTmm30Kca3o-3-mi)MeTokcu )umunaszol 2,1-f][1,2,4
|Tpnazun-4-aMuH.

K cycnensun NaH (80 mr, 2 mmons) B TT'® (5 M) mobaBnsumm (5-MeTHIH30KCa30J1-3-1ia)MeTaHou (226 mr,
2 mmons). [locne mepememmBaHus PH KOMHATHOM TemriepaType B TeueHue 30 muH, mo0aBisun pacTBop 7-
opom-2-x1op-N,N-6uc(4-metokcudensmwn)umunaso|2,1-f][1,2,4]tpuazun-4-amuna (240 mr, 0,5 mmomns) B TI'D
(2 mm). 3arem cmech nepeMemuBany npu §0°C B Tedenue 6 4. CMmech OXJIaXKAaay 10 KOMHAaTHOHN TeMIepaTypsl,
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paszbasmsm Bonoi (30 mur), sxcrparupoBasn EtOAc (60 M), MpOMBIBaJIM COJIEBBIM PacTBOPOM, BBHICYIIHBAIIN
Hag Na,SO,, QunpTpoBany, KOHUEHTPUPOBAIN U 0canoK ouumany npu nomommu CombiFlash ¢ nmomyuennem
neneBoro coeaunenus (200 mr, 71%).

'H SIMP (400 MTI'u, CDCl3) 7,50 (s, 1H), 7,18 (d, J=8,4 T'u, 4H), 6,88-6,82 (m, 4H), 6,18 (s, 1H), 5,61 (s,
2H), 5,43 (s, 2H), 4,85 (s, 2H), 3,80 (s, 6H), 2,40 (s, 3H) ppm. MS: m/e 565 (M+1)".

Oran B: (4-(6uc(4-meTokcnbeH3m1)aMiHO)-2-((5-MeTHIIn30Kca3oi-3-mi)MeTokcn)umuaaszo[2,1-f][ 1,2,4]t
puasuH-7-mn)(4-(muppoiuarH- | -uIMeTHIT ) EHIIT)METaHOI.

K pactBopy nmpoaykra atama A (100 mr, 0,177 mmons) B TT'® (3 mur) gobasisiu 1o karie pactBop H-BuLi
(0,3 mi, 0,44 MMOJIB), TIOIICPKUBAS TEMIIEPATYPY B nmuamna3zoHe ot -75 no -65°C. Cnycrs 1 4 qo6aBisuy 1mo ka-
wie pactBop 4-(mupponuauH-1-wimernn)oensanpaeruga (80 mr, 0,424 mmonb) B TT'® (1 mu). [TomydenHyro
cMech nepeMemuBanu npu -70°C B Tedenue 1 4 1 3aTeM HarpeBaJid 0 KOMHATHOW TeMIlepaTypsl B TeueHue 4 .
Peaxmmro racuny HaceimeHHBIM pacTBopoM NHCl, skctparuposanmu EtOAc (50 Mi1), mpoMbIBaii COJIEBBIM pac-
TBOpOM, BeIcymuBas HaJ Na,SO,, GUIBTpoBaNK M KOHICHTpUpOoBaan. OcaIoK OYHIIANN MPH TOMOIIX Hper-
TCX ¢ noydeHueM LeIeBoro coeanHenus (50 Mr, HeounmeHHsIi). MS: m/e 676 (M+1)".

Oran  C:  2-((5-MeTHIM30KCa30II-3-MWI)METOKCH)- 7 -(4-(UppoIuIuH- 1 -riMe THIT)OeH3mT ) uMuna3o[ 2, 1-
f][1,2,4]rpuasun-4-amuH (coenuuenue A4S8).

K cmecu mpoaykra stana B (50 mr, Heounmennslii) B TOY (3 mi) nobasmsun Et;SiH (0,5 mun). Peaxmuro
HarpeBaiu npu 85°C B Teyenue 16 4. CMech KOHIIEHTPUPOBAIN A0 CYXOCTH W 0canok oOpabateiBamu TDY (3
Mi). Peaknuto HarpeBamm nipu 85°C B TeueHune HOouH. CMeCh KOHIIEHTPUPOBAIN M OCAIOK OUYHIIATH MIPH TTOMO-
mm npen-BOXKX. Cobpannyto ¢paknuro omenadnsanu pactBopoM NaHCOs, skcrparupoamu XM (60 mur),
MIPOMBIBAJIN COJIEBBIM PacTBOPOM, BRICYIIHMBaIH Hag Na,SO,4, GUIBTPOBATN U KOHIEHTPHUPOBAIU C MOTyYCHHEM
uenesoro coeaunenus (10 mr, 13% B ABa sTana).

'H SIMP (400 MT'ni, IMCO-dg) & 8,28 (s, 1H), 8,19 (s, 1H), 7,34 (s, 1H), 7,30-7,15 (m, 4H), 6,27 (s, 1H),
5,31 (s, 2H), 4,12 (s, 2H), 3,51 (s, 2H), 2,44-2,33 (m, 7H), 1,75-1,62 (m, 4H) ppm. MS: m/e 420 (M+1)".

CoeauHenue A49: 2-0yrokcu-7-(4-(((1R,5S)-8-3Tmin-8-a3abunmkino[3.2. 1 JokTaH-3-11)OKCH )-2-
¢dropoensmn)umunaso[2,1-f][1,2,4]rpua3un-4-amuH.

Oran A: 4-(((1R,5S)-8-a3a6unukno[ 3.2.1]okTan-3-m)okcn)-2-GpTopOeH3aIbACT U] THAPOXIOPHI.

PactBop Tper-Oytmin(1R,5S)-3-(3-dprop-4-popmunpenokcn)-8-azaburmkio[ 3.2.1]okran-8-kapbokcunara
(330 mr, 1 mmons) B HCl/muokcane (4M, 4 M) mepeMeIMBaii IPH KT B TeUSHHUE HOUU. PacTBOp KOHIIEHTPUPO-
BaJn grnonyquHena npoaykra conm HCl B Bume Gemoro TBepmoro BemiectBa (250 mr, 92%). MS: m/e 252
M+1)".

Oran B: 4-(((1R,5S)-8-3Tnn-8-a3abunmkino[3.2. 1 JokraH-3-11)0KcH )-2 -G TOPOCH3TH IETH]I.

Homdran (156 mr, 1 Mmmons) mobasmsmu k pactBopy 4-(((1R,55)-8-azabunmkino[3.2.1]okran-3-m1)okcn)-2-
¢dropbenzanpaerua ruapoxiopuna (150 mr, 0,5 mmoins) u K,CO;5 (138 Mr, 1 mmous) B TT'® (3 M) m IMD (3
mit). PacTBop mepeMenmBany npy KT B TCUCHUE HOUH, 100aBisuTd Boay (10 MIT), SKCTparupoBaiy STHIAIICTATOM
(10 M) 1 npoMeIBanK coseBbIM pactBopoM (10 mir). Opranndeckuii cioit BeicymmBaiy Hag Na,SOy, GuiabTpo-
BaJIM ¥ KOHIICHTPHPOBAIH C IOJYYCHUEM HCOUYHMIICHHOTO MPOAYKTa, KOTOPHIH B JalbHEHUIIEM OYHINATH TPU
oMot nipen-TCX (IXM:MeOH=7:1) ¢ mosydenueM uuctoro npoaykra (60 mr, 41%). MS: m/e 278 (M+1)".

Oran C: (4-(0uc(4-metokcubeH3mwn)aMuHo)-2-0yTokcuumunaso|2,1-f][1,2,4]rpuazun-7-mn)(4-(((1R,5S)-8 -
9THII-8-a3a0unKKi0[3.2.1]okTaH-3-1m)okcu)-2-propdheHnn) MeTaHoII.

K OXJIKIEHHOMY pacTBopy 7-6pom-2-0yTokcu-N,N-0uc(4-MeTokcHOeH3uN )uMu1a30[2, 1 -
f][1,2,4]rpuasun-4-amuna (100 mr, 0,19 Mmmonp) B TT'® (8 M) mpu -78°C (nmpoxyBaemMomy N,) m00aBISIIN 1O
karie H-Buli (1,6 M, 0,3 mn). TTocie nepememmBanwust npu -78°C B Teuenue 30 mun nobasnsum 4-(((1R,5S)-8-
3THII-8-a3a0unnkio[3.2. 1 Jokran-3-mr)okcu)-2-gropoenzanpaerun (58 mr, 0,21 mmons) B TT'® (2 mi). [Toy-
YEHHYIO CMECh IIePEeMEIINBAJIH [P JaHHOW TemIieparype B TedeHne 30 MUH U 3aTeM HarpeBalii 10 KT B TCUCHHE
2 4. PactBop racuim pactBopom NH4Cl (5 M), sKCTparupoBay aTHiIaneTaTom (5 Mi1) U MPOMBIBAIH COJIEBBIM
pactBopoM (5 mir). Opranudeckuii cinoit BeicymuBaiy npu nomomu Na,SO,, GuIbTpoBain U KOHIEHTPUPOBAIN
C TOJyYCHWEM HEOUYHIIEHHOTO MpPOXYKTa, KOTOPBIA B JalbHEWIIeM ouHumany npu nomomu npen-TCX
(JTIXM:MeOH=8:1) ¢ nonyuenuem npozaykta (30 mr, 22%). MS: m/e 725 (M+1)".

Otan D: 2-6ytokcu-7-(4-(((1R,5S)-8-3Tmin-8-azabunukio[3.2.1 JokTaH-3-11)OKCH)-2-
¢dbropoensmn)umunaso|2,1-f][1,2,4]tpuasun-4-amun (coenuaenue A49).

PactBop (4-(6uc(4-meTokcubeH3mI)aMuHoO)-2-0yrokcuumuaaso|2,1-f][1,2,4]tpuazun-7-nm)(4-(((1R,5S)-8
-3THN-8-a3a0umKIo[ 3.2.1]okran-3-un)okcn)-2-propdennn)meranona (28 mr, 0,04 MMOIB) B TpHITWICHIAHE (2
MJI) B TpUPTOPYKCYCHYIO KUCIOTY (2 M) HarpeBasn ipu 80°C B TeueHne HOUH. PacTBOpHUTENH BhITIAPUBAIIH 10
MOJY9YEHHUS 0CajiKa, KOTOPBIM ouninany npu nomonty mnpen-BIXKX ¢ monydennem npoaykra (15 mr, 83%).

'H SIMP (400 MI't, IMCO-dg) 8 9,22 (s, 1H), 8,16 (s, 1H), 8,09 (s, 1H), 7,28 (s,1H), 7,24 (t, J=8,0 I'y,
1H), 6,91 (dd, J=12,0, J=4,0 T'm, 1H), 6,75 (d, J=8,0 I'y, 1H), 4,71 (s, 1H), 4,20 (t, J=8,0 ', 2H), 4,08 (s, 2H),
3,96 (s, 2H), 3,03-2,96 (m, 2H), 2,34-2,30 (m, 2H), 2,21-2,08 (m, 6H), 1,70-1,63 (m, 2H), 1,45-1,36 (m, 2H),
1,24-1,21 (m, 3H), 0,92 (t, J=8,0 T';, 3H) ppm. MS: m/e 469 (M+1)".

Coenunenne A50: 2-0yTokcu-7-((5-MeTOKCHIUPHUINH-2-un)MeTnn)uMuaaso[ 2, 1-f][1,2,4rpuazun-4-amMuH.

Otan A: (4-(6uc(4-MeTokcHOCH3 T )aMUHO )-2-0yTokcunmuazo| 2, 1-f][ 1,2,4 [ tpuasun-7-mm)(5-
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METOKCHUITHPUAUH-2-FJT)METAHOJ.

K nepeMeliaHHOMY pacTtBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcubeH3mn)umuaa3o[2,1-
f][1,2,4]rpuasun-4-amuna (150 mr, 0,28 mmons) B TT'® (10 mi), oxnaxaerHomy 1o -78°C u B aTMocdepe a3ora
nobansim 1o karie H-Buli (1,6 M B rekcane, 0,7 mmodb, 0,43 mun). [Tocne nepememuBanus B Teuenne 60 MuH
MEIUICHHO JTOOABIISIIN pacTBOp S-MeTokcunukomHambaeruaa (50 mr, 0,34 mmons) B TT'® (2 mi). Peakimonnyro
CMeCh MEIUIEHHO HarpeBasii A0 KT M IEPEeMEIINBaIH B TeUeHHE 2 4. PeakMOHHYI0 CMeCh BIMBAJIN B HACHIIICH-
HBII pacTBOp XJ0pHuaa aMMoHus 1 dkcTparupoBani EtOAc (15 mux3). KomOuHrpoBaHHy0 opraHudeckyro hasy
MIPOMBIBAJI COJIEBEIM PacTBOPOM, BeICymuBanu Hax Na,SO,, KOHIIEHTPHUPOBAIN B BaKyyMe C MOTydeHHEM TH-
TynsHOTO TpoaykTa (200 mr, 100%), KOTOPHIH HETIOCPEACTBEHHO NPUMEHSIOT Ha CIEYIONIeM dTare 0e3 JOIoJ-
HUTENBHON ouncTkH. MS: m/e 585 (M+1)".

Oran B: 2-0yTokcu-7-((5-MeTokcumupuauH-2-min)Metmwn)umunaso[2,1-f][1,2,4]tpuasun-4-amun (coeauHe-
Hue A50).

PactBop (4-(6uc(4-meTokcnOeH3 W )aMuHO )-2-0yTokcuumuaaso[2,1-f][1,2,4rpuazus-7-mm)(5-
MeToKcHupuauH-2-wi)Meranona (200 mr, 0,28 mmons) B TOVY (3 mi) u Et;SiH (3 M) nepememmBanu npu
80°C B Teuenue 2 4. PeaknnoHHyI0 cMech KOHIIEHTpUPOBaIH B Bakyyme uist ynanenust TOY n Et;SiH. K ocan-
Ky nobaisuin TOY (5 mn) u mepememmBany npu 85°C B Teuenne HouM. CMech OXJIaXAalu IO KT U KOHIICH-
TPUPOBAIH B BakyyMe. HeoUnIIeHHbIN TPOYKT ounIiaiv pu noMolnu npen-BOXKX ¢ monxydeHneM mpoaykTa
(10 mr, 10.8%).

'H SIMP (400 MI', JIMCO-dq) & 8,18 (d, J=2,8 T'u, 1H), 8,13 (s, 1H), 8,03 (s, 1H), 7,31 (dd, J=8.5, 2.8
I'm, 1H), 7,28 (s, 1H), 7,24 (d, J=8,6 T'n, 1H), 4,23 (s, 2H), 4,15 (t, J=6,5 ', 2H), 3,78 (s, 3H), 1,68-1,57 (m,
2H), 1,43-1,30 (m, 2H), 0,90 (t, J=7,4 T', 3H) ppm. MS: m/e 329 (M+1)".

Coeannenne AS1: 2-0yrokcn-7-((6-MeTOKCUTTHPUANH-2-II)MeTrn ) umunaszo[2,1-f][1,2,4 Jtpuazna-4-amuH.

Oran A: (4-(6mc(4-meTokcnOeH3MIT)aMrHO)-2-0yTokcunmuaaszo[2,1-f][ 1,2,4] tpuazun-7-mn)(6-
METOKCHUITHPUIAH-2-FJT)METAaHOJ.
K nepeMeiaHHOMY pactBopy 7-6pom-2-0yTokcu-N,N-0uc(4-meTokcubeH3mwn)umuaazo[2,1-

f][1,2,4]rpuazun-4-amuHa (150 mr, 0,28 Mmomns) B TT'® (10 M), oxnaxneHHomy a0 -78°C B atMocdepe azora
nmobasisun o karuie H-BuLi (1,6 M B rekcane, 0,7 MMons, 0,43 mi). [Tocne mepemeruBanus B TeucHue 60 MUH
MEJUIEHHO JOOaBISUIH pacTBOp 6-MeTokcunukonmHaibaeruaa (50 mr, 0,34 mmoins) B TI'® (2 mur). Peakumonnyro
CMECh MEIUICHHO HarpeBajd OO KT U MEepeMEIINBAIN B TeUeHUE 2 4. PeakIMOHHYIO CMeCh BIMBAJIN B HACHIIICH-
HBII pacTBOp XJopHuaa aMmMoHus 1 skcTparupoBainu EtOAc (15 mux3). KomOuHrpoBaHHY0 opraHudeckyro hasy
MPOMBIBAIN COJIEBBIM PACTBOPOM, BBICYIIUBaIH Hal Na,SO,, KOHICHTPHPOBAIN B BaKyyMe C IOIY4YECHHEM TH-
TynsHOTO mpoaykra (250 mr, 100%) KOTOpBIN HENOCPEACTBEHHO MPUMEHSIIN Ha CIEAYIOMIEeM 3Tare 06e3 J0moJ-
HATENBHON ouncTkH. MS: m/e 585 (M+1)".

Oran B: 2-0yTokcu-7-((6-MeTOKCHITUPUANH-2-1i1)MeT ) uMuaa3ol2,1-f][1,2,4rpuasun-4-amun (coemuHe-
Hue AS1).

PactBop (4-(6uc(4-meToxcmbeH3m)aMuHo )-2-0yrokcunmuaaszo[ 2,1-f][1,2,4 ] tpuazun-7-nm)(6-
METOKCHIMpHINH-2-wi)MeTaHona (250 mr, 0,28 mmons) B TOVY (3 mi) u Et;SiH (3 M) nepememmBany npu
80°C B Teuenue 2 4. PeaknnoHHyI0 cMech KOHIIEHTpUPOBaIK B Bakyyme uist ynanenust TOY n Et;SiH. K ocan-
Ky no6asiustimn TOVY (5 mu) u nepemenmBany mpu 85°C B Teuenne Houn. CMech OXJaXIalld 0 KT U KOHIIEH-
TpUpOBaNM B BakyyMe. HeouuneHHsIl NpoayKT ounmmany npu nomomu npen-BOXKX ¢ noxydyeHuem npoaykra
(25 mr, 27,2%).

'H SIMP (400 MI'n, IMCO-dg) & 8,15 (s, 1H), 8,05 (s, 1H), 7,60 (t, J=7,8 ', 1H), 7,35 (s, 1H), 6,80 (d,
J=7,3 Ty, 1H), 6,65 (d, J=8,2 I'u, 1H), 4,21 (s, 2H), 4,15 (t, J=6,5 ', 2H), 3,79 (s, 3H), 1,68-1,56 (m, 2H), 1,37
(dd, J=15,0, 7,5 T, 2H), 0,90 (t, J=7,4 T'i, 3H) ppm. MS: m/e 329 (M+1)".

Coenunenne AS52: 7-(4-(mupposmans- 1 -unmmetmn)oeH3mwn)umuaaso[2,1-f][ 1,2,4] tpuazun-2,4-1uaMuH.

Oran A: 7-6poM-N2-(dypan-2-unmeTwin)-N4,N4-6uc(4-merokcnbensmn)umuaaszo[2,1-f][1,2,4]tpuazun-2,
4-mraMuH.

PactBop 7-6pom-2-x110p-N,N-61c(4-MeTokcnbeH3mn)umuaaso[2,1-f][ 1,2,4|tpuazun-4-amuna (200 mr, 0,41
MMoJIb), (ypaH-2-unmeranamud (80 mr, 0,28 Mmmoib) u DIEA (106 mr, 0,82 MmMoinp) B H-BuOH (5 mur) Harpesa-
mu nipu 120°C B 3anastHHON TpyOke B TeueHue 48 4. PacTBop oxiakaany, KOHUECHTPUPOBAIHN U B JaJbHEHIIEM
ounmiany mpu nomomy npen-TCX (I13:9A=2:1) ¢ nmomydenuem uncroro npoxaykra (70 mr, 31%). MS: m/e 549
(M+1)".

Oran B: (4-(6uc(4-merokcnbeH3min)aMuHo)-2-((pypan-2-mimernin)aMmuHo )umunaszol 2,1-f][1,2,4]rpuasun-
7-n)(4-(mupposnanH- 1 -MIMeTHIT) PeHUIT)METaHOIL.

K OXJIKIIEHHOMY pacTBopy (4-(6buc(4-meToxcmbensmn)amuHo)-2-((pypan-2-
WIMETHI)aMuHO )uMunaso[2,1-f][1,2,4]rpuasun-7-wn)(4-(mupponuans- | -unmerwmn)penmn)meradona (70 wr,
0,13 mmoms) B TT® (5 M) ipu -78°C (mpoayBaemomy N,) mobasisumy mo karute H-BuLi (1,6 M, 0,2 mu). TTocne
nepememuBanus npu -78°C B Tedenne 30 MuH mobaBisumm 4-(TUppoiuanH- 1 -unmeTwn)oen3anbaerun (37 mr,
0,20 mmons) B TT'® (1 mu). [TomydeHHYI0 CMECh TIepeMEeNTUBAIH TP TaHHOW TeMIieparype B TeueHue 30 MuH, U
3aTeM HarpeBajm 70 KT B TedeHue Houu. PactBop racmium pactBopom NH,CI (2 mur), skcTparupoBaiid 3THjare-
taroM (10 mur) 1 mpombIBasK coneBbIM pacTBopoM (10 mut). OpraHndeckui ci1oil BHICYIIMBAIN TPH TTOMOIIN
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Na,SO,, unbTpoBaIM 1 KOHIECHTPUPOBAIN C MOJYYEHHEM HEOUHIIEHHOTO NPOIYKTa, KOTOPHIH B AaibHEHIIeM
OHMIIATH TPH MOMOIIH npen-TCX (IXM:MeOH=7:1) ¢ momyuenueM mpoxaykra (15 mr, 18%). MS: m/e 660
M+1)".

Oran C: 7-(4-(mupponuaud- 1 -unmernn)oen3mwn)umunasol2,1-f][1,2,4rpuaszune-2,4-muaMun (CoequHEHME
A52).

PactBop (4-(Ouc(4-meTokcubensmn)amuHo )-2-((hypan-2-unmetwn)amuHo )umuaaszo[2,1-f][1,2,4]tpuazun-
7-un)(4-(mupposuaus- 1 -mmermn)pernn)meranona (15 mr, 0,02 MMons) B TpudTWiIcHIaHe (2 M) U TpUPTO-
pyKCycHyI0 kucioty (2 mi) HarpeBaim rnpu 80°C B TedeHre HOYM. PacTBOp BBIMApUBAIH JI0 TIOTyUEHUS 0CaIKa,
KOTOPBII ouniany mpu nomond npern-BIXKX ¢ momydyenunem nponykra (5 mr, 50%).

'H SIMP (400 MT';, IMCO-dg) & 9,86 (br,s, 1H), 7,86 (br,s, 1H), 7,44 (d, J=8,0 ', 2H), 7,35 (d, J=8,0 T',
2H), 7,31 (s, 1H), 4,31 (d, J=8,0 I'y, 2H), 4,15 (s, 2H), 3,35-3,31 (m, 2H), 3,12-3,05 (m, 2H), 2,05-2,02 (m, 2H),
1,86-1,81 (m,2H) ppm. MS: m/e 324 (M+1)".

CoenuHeHnue AS3: 2-6yTokcu-7-((6-(3-(rumMeTHIIaMHIHO)-2,2-AUMETHIITPOTIOKCH ) TUPUMH-3 -
wi)Metwi)umunasol2,1-f][1,2,4|tpuasun-4-amuH.

Oran A: 6-(3-(auMeTnnamMmuHo)-2,2-TMMETHITPOIOKCH ) HIKOTHHOHUTPHIL.

K mepememannoii cycnienzun NaH (60%, 600 mr, 15 mmons) B IMA (15 mi) mo6asmsmm pactBop 3-
(muMeTnmamMuHO)-2,2-quMetrinponas-1-oma (1,44 r, 1,1 mmons) B IMA (2 mu). Tlocine mepeMemmuBaHus B Te-
genue 30 MUH 100aBIsUTH pacTBOp 6-xnmopHukoTHHOHUTpHIA (1,38 T, 10 Mmonb) B JIMA (2 mi). ITocie mo6as-
neHus peaknuio nepeMemuBamu npu 80°C B TeueHne Houm peakiuio racwum BogH. NHyCl u akcTparupoBanu
EtOAc (20 mux3). KoMOHHHpOBaHHbIE OpPraHMYECKHE CJION TIPOMBIBAIIM COJIEBBIM PacTBOPOM, BEICYIIMBAIIN Hal
Na,SO4, KOHIICHTPUPOBATM ¥ OYWIIAIKM MPH TIOMOIIM XpoMaTorpaguu Ha KOJOHKE (TETPOJICHHBIN
3¢up/EtOAc=20:1) ¢ momryuennem nenesoro coenunerns (240 mr, 10,3%) B Buzme Oenoro TBEpIOTO BEIIECTBA.
MS: m/e 234 (M+1)".

Oran B: 6-(3-(quMeTHiIaMuHO)-2,2-TMMETHIIIPOIIOKCH ) HHKOTHHAIBIET U/,

K nmepementanHomy pactBopy npoaykra stamna A (233 mr, 1 Mmons) B cyxom TI'® (10 min) nobasisim mo
karute DIBAL-H (1,2 M, 2 mi, 2,5 Mmmons) mipu -20°C. Tlocie mobaBieHus peakiuio MepeMEIINBaId B TCUCHHE
3 gacoB. Peaknuto racwm BogH. NHyCl u skctparupoBamu EtOAc (10 mnx3). KomOuHMpOBaHHBIE OpraHUYe-
CKHE CJIOM ITPOMBIBAJIM COJIEBBIM PacTBOPOM, BhIcymMBainy Hall Na,SOy4, KOHIIEHTPHPOBAIN U OUHIIAIN NPH TI0-
Moy Xpomarorpaduu Ha KoJoHKe (meTposerHslii a3¢pup/EtOAc=10:1~2:1) ¢ moay4eHHeM LENEBOr0 COeTUHE-
mus (120 mr, 50,8%) B Buze Genmoro TBepaoro semecTsa. MS: m/e 237 (M+1)".

Oran C: (4-(6buc(4-meToxcubeH3m)aMuHo )-2-0yrokcunmuaaszo| 2,1-f][1,2,4]rpuazun-7-nm)(6-(3-
(IMMeTHIaMIHO )-2,2 - TUMETHIITTPOTTOKCH ) TUP U T H-3 -FJT)METAHO.

K pactBOopy 7-0pom-2-6yTokcu-N,N-6uc(4-metokcubenzmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (150
Mr, 0,286 mmoms) B TT'® (10 mur) nobasisumm o kare H-Buli (1,6 M, 0,44 M, 0,71 mMous) mipu -78°C. Tocne
TIepeMEIMBaHuUs B TeUCHNE Yaca J00aBISUH 0 Karuie pacTBoOp npoaykTa atana B (115 mr, 0,428 mMouns) B TT'®
(2 mm). ITony4eHHYIO CMECh TIEpEMEIINBAIA B TeUeHHE HOYM. Peakmuro racwim Hac. BoaH. pactBopoM NH,Cl,
skctparupoaiii EtOAc (10 muix3). KoMOMHHpOBaHHBIE OPTAaHUYECKUE CIIOW TTPOMBIBAIA COJIEBBIM PACTBOPOM,
BeICymMBaiM Hajx Na,SO,, GuibTpoBadM M KOHIEHTpupoBaid. OcaJok ouMmany npu nomomu npen-TCX
(100%+EtOAc) C TIOJTydeHHEM IiesieBoro coeanHenus (45 mr, 23%) B Bune OecuBeTHoro macia. MS: m/e 684
(M+1)".

Otan D: 2-0yTokcu-7-((5-x10p-6-(3-(qUMETHIAMUHO)-2,2 - TUMETHIIIPOITOKCH ) TUPUANH-3 -
wi)Metwi)umunasol2,1-f][1,2,4|tpuasun-4-amun (coeauaerue AS3).

K cmecu nponykra 3tana C (45 mr, 0,066 mmois) B Et;SiH/TOY (0,5 mi/3 mim) mepemenuBanu mpu 85°C
B TCUYEHHE HOYH. PeakIMoOHHYI0 cMeCh KOHILEHTPHPOBAIH C IOJYYEHHEM OCalIKa, KOTOPHII OYMIIAIN IpHU TO-
Mo rpen-BIXKX ¢ nonmydgennem neneBoro coenunenns (10 mr, 35,4%).

'H SIMP (400 MI'u, IMCO-dy) & 8,14 (s, 1H), 8,11 (s, 1H), 8,05 (s, 1H), 7,59 (dd, J=8,4, 2,4 T'u, 1H), 7,30
(s, 1H), 6,73 (d, J=8,4 I't, 1H), 4,19 (t, J=6,5 ', 2H), 4,07 (s, 2H), 3,94 (s, 2H), 2,18 (s, 8H), 1,72-1,59 (m, 2H),
1,47-1,34 (m, 2H), 0,96-0,86 (m, 9H) ppm. MS: m/e 428 (M+1)".

Coenunenne AS54: 2-u300yTokcu-7-(4-(mupponuant- 1 -unmernn)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH.

Oram A:

7-6pom-2-u300yTokcu-N,N-0uc(4-meTokcuben3mwn)umunaso|2,1-f][1,2,4]tpuazun-4-amuH.

Harpuit (1 1) noGaBmsun K nepeMemiaHHOMY 2-MeTmipornad-1-omy (10 r) HECKOJNBKUMH ITOPIHMSAMHU.
Cwmecp nepemennBany npu 80°C B TeueHue 2 4. Brimieyka3aHHBIH 4NCTHIA pacTBOp n00aBisuid B 7-OpoM-2-
xnop-N,N-0uc(4-merokcubensun)umunaszo| 2,1-f][ 1,2,4]rpuasun-4-amun (0,25 r, 0,51 Mmmons). CMech Harpena-
m 1o 80°C u nepememmBainy B Tedenue 1 4. [Tocne 3aBepmenus cmech racmim H,O (20 mur) n 3aTeM sKkcTparu-
poBaimm IXM (20 mix3). Opranudeckyto ¢a3y npomsiBaan H,O (10 mur), BRICYIIMBaIM ¥ KOHIEHTPUPOBAIN
TIPY IOHMKEHHOM J1aBJeHHH. [lorydeHHbII 0caoK OUHIaIy IPH TOMOIIH (uren-xpoMaTorpadui Ha KOJIOHKE C
O—20%+9A B 11D ¢ momyuenuem mpoxaykra (0,18 r, 67%) B Bume Gemoro TBepAoro BemecTBa. MS: m/e 526
M+1)".

Oran B: (4-(6uc(4-MeTokcnOeH3MI)aMUHO)-2-n300yTokcunmuaaszo[2,1-f][1,2,4]rpuazun-7-mm)(4-(muppo
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JUTAH- | -HIMETHIT) (hSHIIT )METaHOJT.

K nepeMeliaHHOMY pactBopy 7-6pom-2-n300yTokcu-N,N-Ouc(4-MeToKCHOCH3 T ) MU Ia30[ 2, 1 -
f][1,2,4]rpuasun-4-amuna (180 mr, 0,34 mmons) B TT'® (10 mi) nipu -78°C B atMochepe N, nobasisum H-BuLi
(1,6 M, 0,54 mu, 0,86 mmonb). PactBop mepememuBanu npu -78°C B Teuenue 30 mMuH. 4-(HppOIMInH-1-
nnmetnn)oensanpaerus (97 mr, 0,51 mmons) B TT'® (2 M) m06aBIIsIN MO Karuie K BBIIIIEYKa3aHHOMY PacTBODY.
[Tocne mobaBieHMs pacTBOp HATrpeBalM A0 KT W 3aTeM IepeMenInBaiy B TeueHue 3 4. [Tocne 3aBepuieHns peax-
oHHyI0 cMech racuim H,O (20 mi) 3atem skerparupoBain AXM (20 mnx3). Opranudeckyro ¢azy npombiBa-
mu HyO (10 mu1), BRICYIIMBAIHM W KOHIICHTPUPOBAIH TIPH MOHIKEHHOM JaBJICHUHN C MOJIYYCHHEM HEOUHIIICHHOTO
MPOAYKTa B BHJIE Maclia JKEeJITOTO IBETa, KOTOPOE HETIOCPEICTBEHHO NMPUMEHSIOT Ha CIEIYIOImEeM dTare 0e3 10-
TIOJTHATENBHOM o9ncTKH. MS: m/e 637 (M+1)".

Oran C: 2-u300yTokcu-7-(4-(mupponuanH- 1 -unmmetrn )oen3mwn)umuaaszol 2, 1-f][ 1,2,4]rpuazun-4-amun (co-
enuHeHue A54).

PactBop  (4-(6uc(4-mMeTokcnOeH3MIT)aMHHO)-2-n300yTokcunmMuaasol 2, 1-f][1,2,4 Jrpuazun-7-wm)(4-(muppo
TMauH- 1 -uiMeTnn)pennn)Meratona (HeouniueHHbii) B TOY (6 M) n TpusTHiacwiaHa (2 M) IepeMelnBaln
npu 80°C B TeueHue 24 4. Ilocne 3aBepiIeHUs PEakUOHHYI0 CMECh KOHIIEHTPUPOBAIM IPU MOHWKEHHOM JaB-
nerun. Ocanok pactBopsuty B DA (30 mur) m mpomsiBanu BogH. NaHCO; (Hac, 25 mur) u coneBsiM pacTBopoMm (20
Mmi). Opranmdeckyio ¢a3y BeicymuBain Hag Na,SO,, GuiIbTpoBaiv ¥ KOHIIEHTpUpOoBaIU. [1orydeHHbIH 0camok
ountany pu oMoy npen-TCX ¢ JIXM:MeOH (10:1) ¢ mosryaennem npoaykra (13,83 mr).

'H SIMP (400 MI', CD;0D) & 7,49-7,42 (m, 4H), 7,33 (s, 1H), 4,65 (s, 1H), 4,38-4,34 (m, 1H), 4,33 (s,
2H), 4,26 (s, 2H), 4,04 (d, J=4 'y, 2H), 2,16-1,98 (m, 7H), 1,02 (d, J=8 ', 6H) ppm. MS: m/e 381 (M+1)".

Coenunenne AS5: 2-0yrokcn-7-((3-MeTokcunupuANH-2-wi)MeTrn ) umunaszo[2,1-f][1,2,4 Jrpuazna-4-amuH.

Ortan A: TpeT-0yTumn(2-0yTokcH-7-(THAPOKCH(3-METOKCUTMPUANH-2-1 )MeTrn )umuaaszo[2,1-f][1,2,4]tpua
3UH-4-11)(TpeT-0yToKCHKapOoHMN )KapOamaT

K pacTtBopy TpeT-0yTIi(2-0yToKCH-7-(TUApOKCH(3-METOKCUITUPUANH-2 - )METHIT ) UMH1a30( 2, 1 -
f][1,2,4]rpuazun-4-mwn)(Tper-0yTokcukapoonmn)kapoamara (150 mr, 0,3 mmons) B TT'® (5 M) mobammsmu mo
karute pactsop H-BuLi (0,4 mi1, 0,6 MMOIIB), OAIEpKMBaAs TEMIIEPATYpy B AMAmazoHe ot -75 no -65°C. Cnycts
1 4 moGaBIsIN MO KaIwie pacTBOP 3-MeTOKCUNHKOIHHANBAeTHAA (55 Mr, 0,45 Mmmons) B TT'® (1 mu). [Tomyden-
HYyI0 cMech nepeMemnBaiu npu -70°C B TedeHue 1 4 W 3aTeM HarpeBajy 10 KOMHATHOM TeMIepaTyphl B Teue-
HUe HouM. Peakmmro racwny HacelmeHHBIM pactBopoM NH,Cl, skctparupoBamm EtOAc (60 i), mpoMbIBaIH
COJIEBBIM PacTBOPOM, BhICymnBanu Haa Na,SO,4, GuimpTpoBamu u KoHIEeHTpUpoBaiu. OcaoK OUUIIIAIN TIPH TI0-
Mo mpen-TCX ¢ MoTydeHreM IeeBoro coenaeHns (20 MT, HeouHIIeHHEIH). MS: m/e 545 (M+1)".

Oran B: 2-0yTokcu-7-((3-MeTOKCHITUPUANH-2-1iT)MeTr ) uMuaazol2,1-f][1,2,4rpuasun-4-amun (coenuHe-
Hue ASS).

K cmecu mpoaykTa stama A (20 mr, HeounmieHHbIH) B TOY (3 mi) nmobasmsumm Et;SiH (0,5 mur). Peakruro
HarpeBany npu 85°C B TeueHne HouH. CMech KOHIEHTPUPOBAJIH JI0 CYXOCTH U OCAI0K OYUINAIN MPU ITOMOIIH
npen-B3XX ¢ monmydenunem tutyneHoro npoaykra (8 mr, 6% B 1Ba sTamna).

'H SIMP (400 MTI'ti, CD,0D) & 8,23 (d, J=5,4 ', 1H), 8,04 (d, J=8,0 I'ri, 1H), 7,80 (dd, J=8,0, 5.4, T'ny,
1H), 7,54 (s, 1H), 4,60 (s, 2H), 4,14 (t, J=6,4 I'nu, 2H), 4,03 (s, 3H), 175-1,62 (m, 2H), 1,50-1,38 (m, 2H), 0,96 (t,
J=7,6 T, 3H) ppm. MS: m/e 329 (M+1)".

Coenunenne  A56: (4-amuHO-2-0yTokcunmuaaso[2,1-f][1,2,4]rpuazun-7-mi)(3-METOKCUTTHPU TAH-2 -
WJT)METAHOJ.

K cMecH TpeT-0yTri(2-0yTOKCH-7-(TUAPOKCH (3 -METOKCUTTMPUIUH-2 - VI )METHI ) UMHU1a30[ 2, 1 -
f][1,2,4]rprasun-4-mn)(TpeT-0yTokcukapoonun)kapdamara (35 mr, HeounmeHnusit) B JIXM (3 M) moOaBisimu
TOV (1 mn) m Et;SiH (1 mm). Peakiuro HarpeBanu mpu 40°C B TedeHrne HOuH. CMech KOHIIEHTPHPOBAIN IO CY-
XOCTH ¥ 0CaJ0K OuHIIany npu nomomw npen-B3XXX ¢ noxyuenunem tutynbsHOTo npoaykra (20 mr, 68%).

'H SIMP (400 MI';, IMCO-dg) & 8,25 (d, J=4,0 I'u;, 1H), 8,20 (s, 1H), 8,14 (s, 1H), 7,81 (d, J=6,0 T'u, 1H),
7,66 (d, J=3,2 I'u, 1H), 7,43 (s, 1H), 6,43 (s, 1H), 4,10-3,98 (m, 1H), 3,96-3,86 (m, 1H), 3,82 (s, 3H), 1,66-1,52
(m, 2H), 1,45-1,26 (m, 2H), 0,91 (t, J=7,6 ', 3H) ppm. MS: m/e 345 (M+1)".

CoennHeHme AS57: MeTmi-5-((4-amuHo-2-0yrokcunmunaszo[2,1-f][ 1,2,4]rpuazun-7-un)metwn )-2-(3-
(IMMeTHIaMIHO )TPOTIOKCH)OEH30aT.

Oran A: metnn-2-(3-(IMMeTHIIaMHIHO ) IPONIOKCH)-5-popMuIOeH30aT.

Cmecy MeTHa-5-popmun-2-rugpokcudensoara (500 mr, 2,7 mmomns), 3-xmop-N,N-mumerunmnpomnas-1-
amuaTHApOoxIopunaa (512 mr, 3,2 mmons) u Cs,CO; (1,7 1, 5,4 mmons) B JIM® (20 M) Harpesanu npu 80°C B
TedyeHue Houu. PacTBop amoupoBanu Bonoit (20 M), skcTparupoBanu dtunaneratoM (20 M) U IPOMBIBAIH CO-
neBbiM pacTBopoM (10 mur). Opranmdeckuid CJIOH BBICYIIMBAIM, KOHIICHTPUPOBAIH W OYHIIAIU TPH TTOMOIIH
CombiFlash (IXM:MeOH=10%, ¢ 10% NH;.MeOH) ¢ momyuenuem npoxaykra (400 mr, 54%).

'H SIMP (400 MI'ti, IMCO-dg) 8 9,91 (s, 1H), 8,20 (s, 1H), 8,06 (dd, J=8,0, 4,0 T'u, 1H), 7,35 (d, J=12,0
I'm, 1H), 4,20 (t, J=8,0 'y, 2H), 3,84 (s, 3H), 2,42 (t, J=8,0 I'y, 2H), 2,16 (s, 6H), 1,91-1,85 (m, 2H) ppm. MS:
m/e 266 (M+1)".

Oran B: MeTHII-5-((4-(6mnc(4-MeToKCHOeH3MIT)aMUHO )-2-0yTokcnumuaso| 2,1-f][ 1,2,4]tpuazun-7-
wn)(THIPOKCH)METHI)-2-(3-(AMMETUIIAMITHO ) TPOTIOKCH )OeH30aT.
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K OXJTaXAECHHOMY pacTBopy 7-6pom-2-6yrokcu-N,N-61c(4-mMeTokcubeH3m ) umMuaazol 2, 1-
fI[1,2,4]rpuazun-4-amuna (150 mr, 0,29 mmons) B TT'® (8 mur) npu -78°C (npoayBaemomy N,), mobaBisim 1o
karie H-BuLi (1,6 M, 0,5 mu). TTocne mepememmBanus mnpu -78°C B Teuenne 30 MuH 100aBisiiid MeTHII-2-(3-
(muMeTnIaMuHO )IpoTniokcH)-S-popmunoenzoar (115 mr, 0,44 mmons) B TT'® (2 mm). [TonydeHHyI0 CMeCh Tiepe-
MEIIMBAIIM IPY JAHHOW Temrieparype B TeueHrne 30 MUH ¥ 3aTeM HarpeBajH 0 KT B TedeHue 2 4. PacTBop racu-
mu pactBopoM NH,Cl (5 mi), axctparupoBaym dtwianeratoMm (10 mMi1) ¥ mpoMBbIBaIu CoJeBBIM pacTBopoMm (10
M), OpraHuYecKuid CJION BBICYIIUBAIN MPpH oMoty Na,SO,, GUIbTpOBAIHM U KOHIIEHTPUPOBAIIN C MOJTyUCHHU-
€M HEOYHIIICHHOTO MPOyKTa, KOTOPHIH B JaybHEHIeM ouuntany npu nmomoinu mpen-TCX (JIXM:MeOH=7:1) ¢
ToTydeHreM mpoaykTa (54 Mr, 27%). MS: m/e 713 (M+1)".

Otan C: MeTuI-5-((4-amuHO-2-0yTokcunmuaaso| 2, 1-f][ 1,2,4]rpuazun-7-mwn)metwn)-2-(3-
(TMMeTHIaMUHO )ITpOTIOKCH)0eH30aT (coenuuenue AS57).

PactBop wmetmin-5-((4-(6uc(4-meToxcubeH3mn)aMuHo)-2-0yTokcuumunaso[2,1-f][1,2,4]rpuasun-7-wn)(ruxg
pokcu)MeTHN)-2-(3-(IUMEeTHITaMUHO JIpoTIoKcH )oer30aTa (54 mr, 0,08 MMoIIb) B TpraTHICHIAHE (2 MIT) U TpUQ-
TOPYKCYCHYIO KHCIOTY (2 M) Harpesanu npu 80°C B TeueHHE HOYH. PaCTBOPUTEIH BHITAPUBAIH C MTOTyYCHUEM
ocajKa, KOTOPBIi ounIIaiy mpu nomomry npern-BOXKX ¢ momyyennem npoaykra (23 mr, 67%).

'H SIMP (400 MI'ty, IMCO-dg) 8 9,50 (br,s, 1H), 8,14 (s, 1H), 8,06 (s, 1H), 7,73 (s,IH), 7,50 (d, J=8,0 T,
1H), 7,33 (s, 1H), 7,10 (d, J=8,0 I'n, 1H), 4,20 (t, J=8,0 ', 2H), 4,12-4,09 (m, 4H), 3,80 (s, 3H), 3,27-3,23 (m,
2H), 2,82 (d, J=4,0 I'n, 6H), 2,14-2,10 (m, 2H), 1,70-1,65 (m, 2H), 1,43-1,38 (m, 2H), 0,92 (t, J=8,0 I'n, 3H)
ppm. MS: m/e 457 (M+1)".

CoennHeHme ASS: 2-6ytokcn-7-((6-(2-(MeTHIAMUHO )3 TOKCH ) TAPUIUH-3 -1 )METHI )UMUIa30[ 2, 1 -
f][1,2,4]rpra3uH-4-amuH.

Oran A: TpeT-0yTrin(2-((5-popMUImUpHINH-2-1IT)OKCH )3T )(METHIT)KapOamar.

K,CO; (5,52 1, 40 MMoitb) 100aBIIsUIN K PacTBOpPY 6-XJIOpHUKOTHHANIBAErHAa (2,82 1, 20 MMOJIb) U TpeT-
OyTun(2-ruapokcuyTILT)(MeTI )Kapoamarta (4,2 T, 24 mmouts) B JIMA (40 mi1), peakilMOHHYIO CMECh HarpeBad
npu 80°C B TedeHHE HOYM, OXJIaXJaldu JO KOMHAaTHOW Temmeparypsl. PactBop racumu H,O (40 mm). Boansrit
pactBop 3kcTparupoBam DA (40 mx3). CoOpaHHBIE OpTaHUYECKHE CJIOW MPOMBIBAINA COJIEBBIM PaCTBOPOM,
BeICymMBaM Hajx Na,SO,, QUIBTpOBaMM M KOHLEHTpHpOBaIH. [loydeHHBIH 0CaJOK OYMINAIU MPU ITOMOIIH
Xpomarorpaduu Ha KOJOHKE C ToJTydeHueM npoaykTa (560 mr, 10%) MS: m/e 281 (M+1)".

Oran B: tper-0yTrn(2-((5-((4-(6uc(4-meTokcuOeH3MI)aMuHO )-2-0yTokcunmuaszo|2,1-f][ 1,2,4]rpuazun-7-
1) (THIPOKCH )METHIT ) TAPUIHH-2 -1 )OKCH )3 THUT )(METHI ) KapOamar.

K pactBOopy 7-Opom-2-0yTokcu-N,N-6uc(4-metokcubensmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (158
Mr, 0,3 Mmmois) B TT'® (1 M) mo6asssimu o karie pactsop H-BuLi (0,28 mut, 0,45 MMoIIB), IOIEpIKUBAST TEM-
neparypy B auamasone ot -75 mo -65°C. Cryctst 10 MuH pactBop mpoaykta dtana A (126 mr, 0,45 MmMois) B
TI'® (1 M) mobasnsum o karute. [TomydeHnyro cmech nepememmmBany npu -70°C B Teuenue 30 muH. Peakmuro
racwJii HachlmeHHbIM pacTBopoM NH,Cl, axctparuposamu EtOAc (10 mMix3), IpOMBIBAIH COJIEBBIM PACTBOPOM,
BeICYIIHBaH Hall Na,SO,, GUIBTPOBAIN U KOHIIEHTpHpoBaH. OcagoK OYHIIAIN TPH TOMOIIH XpoMatorpadhun
Ha KOJIOHKE C TIONTy4eHHeM LeneBoro coenunenns (200 mr, 91%). MS: m/e 728 (M+1)".

Oran C: 2-0yrokcu-7-((6-(2-(MeTHIAMHHO)3TOKCH ) TUPUIUH-3 -1 )MeTi )uMuaaszo[2,1-f][ 1,2 .4 rpuazun-4-
amuH (coeanHeHue ASS).

K cmecu mpoaykra stanma B (180 mr, 0,25 mmoine) B TOV (1 mi) nobaemsumm Et;SiH (1 mot). Peakiuro Ha-
rpeBanu ipu 80°C B Teuenue Houn. CMech KOHLIEHTPHUPOBAIIH 0 CYXOCTH U ocanok oopabareiBamy TOY (1 mi).
Peakmuro HarpeBanu mpu 80°C B TeueHue Hourd. CMech KOHIIEHTPUPOBAIN M OCAIOK OYMINAIHA MPU TTOMOIIH
npern-BOXXX. Cobpannyio ¢pakmnuro omenaunBann pactBopoM NaHCO;, skcrparuposanu XM (30 mur), mpo-
MBIBAJI COJICBBIM PacTBOPOM, BeICymMBasin Hal NaySO,, (MIBTpOBAINM M KOHIECHTPHUPOBAIHN C MOTYyYCHHEM
TUTYJIBHOTO TIpoaykTa (20 mr, 22%).

'H SIMP (400 MI'u, CDCl;) & 8,11 (s, 1H), 7,52 (d, J=8,0 ', 1H), 7,25 (s, 1H), 6,70 (d, J=8,0 I'u;, 1H),
4,40 (t, J=6,0 T'm, 2H), 4,28 (t, J=6,0 I'y, 2H), 4,11 (s, 2H), 2,99 (t, J=8,3 ', 2H), 2,52 (s, 3H), 1,82-1,71 (m,
4H), 1,53-1,42 (m, 2H), 0,98 (t, J=6,2 I', 3H) ppm. MS: m/e 372 (M+1)".

Coenunenne A59: N-(2-((5-((4-amuuo-2-0yTokcummmunaso[2,1-f][1,2,4 tpuazuH-7-un)MeTHIT) TAPUIAH-2 -
WIT)OKCH) 3THIT)-N-MeTHIaneTaMu/.

Ac,O (4 wmr, 0,04 MMonb) 100ABISITN K pacTBOpy 2-0yToKcH-7-((6-(2-(METHIaMUHO )3 TOKCH ) TUPHIHH-3-
wn)Mmetwn)umuaasol2,1-f][1,2,4]tpuasun-4-amuna (11 mr, 0,03 mmomns) u Et;N B JIXM (0,5 M), peakiioHHYO
cmecs nepemennBany npu 0°C B Teuenne 2 4. CMech KOHIIEHTPUPOBAIM M 0CA0K OYUILAIHN TIPH IOMOIIH TIpetl-
BDXX. Cobpannyro ¢pakuuio omenaunBany pactBopoM NaHCO;, sxctparuposanu JIXM (30 mur), npoMbiBanu
COJIEBBIM PacTBOPOM, BhICymnBany Hag Na,SOy, GUIbTpoBany U KOHIICHTPUPOBAJIH C TIOIYYEHHEM TUTYIHHOTO
npoaykta (10 mr, 80%).

'H SIMP (400 MI'u, CDCl;) & 8,11 (s, 1H), 7,50 (d, J=8,2 T, 1H), 7,31 (s, 1H), 6,69 (d, J=8,2 ', 1H),
4,45 (t, J=6,4 I'n, 2H), 4,33 (t, J=8,0 I'u, 2H), 4,15 (s, 2H), 3,74-3,68 (m, 2H), 3,11 (s, 2H), 2,99 (s, 2H), 2,15-
2,10 (m, 3H), 1,78-1,69 (m, 2H), 1,39-1,26 (m, 2H), 0,98 (t, J=6,0 I', 3H) ppm. MS: m/e 414 (M+1)".

CoennHeHme A60: 2-0ytokcu-7-(4-((1-3THnmuppoIuaH-3-11)oKCcH)-2-hTopOeH3mN ) uMu1a3o[ 2, 1 -
f][1,2,4]rpra3uH-4-amMuH.
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Oran A: 2-¢pTop-4-(TMppOTUINH-3-MIOKCH )OS H3aIb AT U] THIPOXJIOPHIL.

PactBop Tper-OyTni-3-(3-¢prop-4-popmundenokcn)mupponmans-1-kapookcunara (500 mr, 1,6 Mmois) B
HCl/anokcane (4M, 3 M) BRICYIIMBAINA TMPU KT B T€UCHHE HOYH. PACTBOp KOHIIGHTPUPOBAIH C IMOJYICHHEM
npoykTa comu HCI B Buze 6esoro Teeporo ermectsa (400 mr, 100%). MS: m/e 210 (M+1)".

Oran B: 4-((1->TunmupporuauH-3-mi)okcH)-2-GpropOeH3anbaerus.

Homdran (500 mr, 1,6 MMOITB) TOOABISIN K cMecH 2-QTop-4-(TTUPPOTHIANH-3-WIOKCH)OCH3aIbISTHT THI-
poxiopuna (400 mr, 1,6 mmons) u K,COj3 (442 wr, 3,2 mmonb) B JIM® (10 mi). PacTBop mepememmBany npu KT
B TEUYCHHE HOYH, DIIOUpOBaiN Bojow (10 mur), skcTparupoBanu stuiamneratoM (10 MiT) ¥ MPOMBIBAIH COJIEBBIM
pactBopoM (10 mir). Opranndeckuii cioi BeICyIIMBany npu momoiny Na,SO,, GuipTpoBany n KOHIEHTPUPOBa-
JM C TOJyYEeHHEM HEOUHIIEHHOTO MPOJIYKTa, KOTOPHIM B fanbHeHmeM ounmanu npu nomomu CombiFlash
(II2:9A=1:1 k DA) ¢ nonyyenuem unctoro npoxykra (133 mr, 34%). MS: m/e 238 (M+1)".

Otan C: (4-(6uc(4-meTokcnOeH3 I )aMUHO )-2-0yTokcunmuaaso| 2, 1-f][ 1,2,4 | rpuazun-7-wm)(4-((1-
STHINUPPOIIUANH-3-HIT)OKCH)-2-PTOpeHIT)MEeTaHOM.

K OXJTaXAECHHOMY pacTBopy 7-6pom-2-6yrokcu-N,N-6uc(4-meTokcubeH3m ) umMuaasol 2, 1-
f][1,2,4]rpuasun-4-amunaa (100 mr, 0,2 mmonb) B TT'® (8 mur) mpu -78°C (mpomyBaeMomy N;) A00aBIsUH IO
kare H-BuLi (1,6 M, 0,3 mn). ITocne mepemermmBanust npu -78°C B Teuenue 30 muna nobasmsum 4-((1-
STUIMHPPOIUINH-3 -HT)OKCH )-2-pTopoer3anbaerun (68 mr, 0,3 mmons) B TT'® (2 mi). [TonydeHHyI0 cMech Tie-
peMenInBaiy pH ITaHHOH TeMiepaType B TeueHue 30 MUH ¥ 3aTeM HarpeBajH 0 KT B TedeHHe 2 4. PacTBop
racmn pactBopoM NH4Cl (5 M), skctparupoBanu stunaneraroM (10 Mi1) ¥ MpOMBIBaIN COJEBBIM PACTBOPOM
(10 mur). Opranndeckuit cioit BeicymuBain Na,SO,, GUIBTPOBaAIM U KOHIICHTPUPOBAIH C TIOJyYEeHUEM HEOUH-
LIEHHOTO MPOJAYKTa, KOTOPHIA B JanbHeMmeM ouninany npu nomomu npen-TCX (AXM:MeOH=8:1) c momyue-
HueM TpoaykTa (78 mr, 60%). MS: m/e 685 (M+1)".

Oran D: 2-6yrokcu-7-(4-((1-stunmuppoianans-3-mr)oken)-2-propoensun)umunaszol 2,1-f][1,2,4]rpnasun-
4-amuH (coequnaenue A60).

PactBOp (4-(6buc(4-meroxkcnbeH3min)aMuHo)-2-0yrokenumuaasol 2,1-f][ 1,2,4]rpuaznn-7-mm)(4-((1-
STUIMHPPOIUINH-3 -HIT)OKCH )-2-PpTophenmn)meranona (78 mr, 0,1 MMoib) B TpudTHIICHIaHe (2 M) U TpUQTO-
pykcycHyto kucnoty (2 mur) HarpeBanu npu 80°C B TedeHHe HOYH. PacTBOPUTEND BBHITIAPUBAIN 1O MOJTYICHHUS
ocajka, KOTOpbIit ountany mpu nomomry npern-1TCX (AXM:MeOH=8:1) ¢ momydennem npoaykra (18 mr, 38%).

'H SIMP (400 MI'n, IMCO-dg) & 8,15 (s, 1H), 8,05 (s, 1H), 7,24 (s, 1H), 7,18 (t, J=8,0 I'u, 1H), 6,75 (dd,
J=12,0 I', J,=4,0 ', 1H), 6,66 (d, J=8,0 I'u, 1H), 4,84 (s, 1H), 4,19 (t, J=8,0 I'y, 2H), 4,07 (s, 2H), 2,79 (s, 1H),
2,71-2,65 (m, 2H), 2,44-2,30 (m, 3H), 2,29-2,21 (m, 1H), 1,75-1,63 (m, 3H), 1,44-1,35 (m, 2H), 1,02 (t, J=8,0
I'n, 3H), 0,92 (t, J=8,0 I', 3H) ppm. MS: m/e 429 (M+1)".

CoennHeHme A61: 2-0ytokcu-7-(2-prop-4-(mupposuanH-3 -mI0KCH ) OeH3 I ) uMuIa30[ 2, 1 -
f][1,2,4]Tprazun-4-amMuH.

Oran A: TpeT-0yTnia 3-(3-drop-4-popMminpeHoKCH)IUPPOIUIUH- | -KapOOKCHIIaT.

PactBop 2-¢rop-4-rugpokcubensansaernn (1 r, 7,1 wmmonb), Tper-OyTHiI-3-OpOoMIMPPOIUINH-]-
kapOokcmnara (2,7 r, 10,7 mmons) u Cs,CO; (4,6 T, 14,2 mmois) B IM® (20 mur) Harpesamu nipu 80°C B Teue-
Hue HouH. PacTBop duneTpoBany n k Guisrpaty no6assuin Boay (10 mir), sketparupoBanu stuinaneraroM (20
MJI) ¥ TIPOMBIBAJIN COJIeBBIM pacTBopoM (10 mur). Opranudueckuii CJIOH BBHICYIIMBAIH, KOHIIEHTPUPOBAIN W OYH-
mamu npu nmomommu CombiFlash (IT9:9A=20%) ¢ momydenueMm mpoxaykTa B Buae OecrerHoro macna (1,1 T,
50%).

'H SIMP (400 MI', CDCls) & 10,21 (s, 1H), 7,83 (t, J=8,0 ', 1H), 6,75 (dd, J=8,0, 4,0 ['n, 1H), 6,62 (dd,
J:12,0i 4,0 I'u, 1H), 4,95 (s, 1H), 3,67-3,50 (m, 4H), 2,20 (d, J=8,0 I'u, 2H), 1,48 (s, 9H) ppm. MS: m/e 310
M+1)".

Oran B: tper-0ytun-3-(4-((4-(6uc(4-meTokcHOeH3MIT)aMHUHO )-2-0yTokcunmuaszo[2,1-f][ 1,2,4]rpuazun-7-
W) (THAPOKCH )METHIN)-3 - TOPPEHOKCH ) TUPPOITH TN H- | -KapOOKCHIIAaT.

K OXJTaXAECHHOMY pacTBopy 7-6pom-2-6yTokcu-N,N-6uc(4-meTokcnbeH3m ) umMuaasol 2, 1-
f][1,2,4]rpuazun-4-amuna (150 mr,

0,29 mmomns) B TT'® (8 M) mpu -78°C (nmpoxyBaemomy N,) nobasisumn o karute H-BuLi (1,6 M, 0,5 mu).
[Mocne mepemenmmBanus mnpu -78°C B Tewenume 30 wMuH, Jo006aBwsanu  Tper-OyTmi-3-(3-¢pTop-4-
¢dopmmindenoxcu)nupponuaus-1-kapookennar (132 mr, 0,43 mmous) B TT® (2 mi). [Tonmyuennyto cmech mepe-
MEIIMBAIM TPY JaHHOW Temmeparype B Teuerue 30 MHUH, ¥ 3aTeM HarpeBajiiil 0 KT B Te€4eHHe HOUYU. PacTBop
racmn pactBopoMm NH4Cl (5 M), skctparupoBanu stunaneraroM (10 Mir) ¥ mMpoMBIBaIN COJEBBIM PACTBOPOM
(10 mur). Opraamyeckuii cioit BeicymuBanu Na,SO,4, GUIbTPOBaATNM U KOHIEHTPHUPOBAIHN JI0 TIOTYICHUS HEOUH-
MICHHOTO TPOAYKTa, KOTOpHIK B nmanpHewmeMm ounmiani CombiFlash (IT2:DA=1:1) ¢ moxydeHueM mpomyKTa
(110 mr, 51%). MS: m/e 757 (M+1)".

Oran C: 2-0yrokcu-7-(2-¢prop-4-(mupponuanH-3-unokcu)oen3un)umuaazol2,1-f][1,2,4]rpuazun-4-amua
(coenunaenue A61).

PactBop Tper-OyTumin-3-(4-((4-(6uc(4-meTokcubeH3um)amMuHo)-2-0yTokcunmunaszo| 2,1-f][1,2,4]rpnasun-7-
W) (TuApOKeH )MeTHI)-3-propdenoken ) mupposuaus-1 -kapookcunara (110 mr, 0,15 MMonb) B TpuaTHIIcCHIaHe (2
MJI) ¥ TpUPTOPYKCYCHYIO KHCI0TY (2 Mi1) HarpeBanu npu 80°C B TedeHne Houu. PacTBopuTesb BEIMApUBaI /10
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MOJTY4EeHHS 0CaJIKa, KOTOPBIH OYMIaIy pu momolny npen-B2XKX ¢ momydenuem npoaykra (33 mr, 57%).

'H SIMP (400 MI'n, IMCO-dq) & 8,15 (s, 1H), 8,04 (s, 1H), 7,23 (s, 1H), 7,18 (t, J=8,0 ', 1H), 6,77-6,66
(m, 2H), 4,81 (s, 1H), 4,19 (t, J=8,0 ', 2H), 4,06 (s, 2H), 3,04-3,01 (m, 1H), 2,82-2,71 (m, 3H), 1,98-1,95 (m,
1H), 1,72-1,63 (m, 3H), 1,41-1,37 (m, 2H), 0,92 (t, J=8,0 I', 3H) ppm. MS: m/e 401 (M+1)".

CoennHeHme A62: 7-(4-((1H-1,2,4-Tprazon- 1 -mn)MeTmn)0eH3mi)-2 -0y TokcuuMuaa3o[ 2, 1 -
f][1,2,4]rpra3uH-4-amuH.

Oran A: 4-((1H-1,2,4-tpua3zosn- 1 -un)MeTnin)0eH3ambaeTu .

K pactBopy 4-(6pommeTun)oenzanbaeruaa (200 mr, 1 mmoins) u K,CO; (200 mr, 1,5 MmMons) B antetone (5
M) nobasmsumn 1H-1,2,4-tprazon (75 mr, 2,2 MMoITb). 3aTeM cMech TIepeMENTUBAIM MTPH KOMHATHOW TeMmIiepa-
Type B TeueHre Houu. CMech pa3zBoauiau Bonoit (50 mur), saxctparupoBamu EtOAc (60 mi1), mpoOMBIBaIHM COJICBBIM
pacTBopoM, BeIcymiuBamud Haa Na,SO,, ¢unbrpoBanu. KoHIEHTpHUpOBAIM M OCAJOK OYHUINANH IPU MOMOIIU
CombiFlash ¢ nonyuyenuem nenesoro coenunenns (130 mr, 69%). MS: m/e 188 (M+1)".

Oran B: (4-((1H-1,2,4-tpnazon-1-wr)metni)pennn)(4-(6nuc(4-meTokcnOeH3 M1 )aMuHO )-2 -0y TOKCHUMH A3
o[2,1-f][1,2,4]Tpua3uH-7-U1)METaHOI.

K pactBopy 7-0pom-2-0ytokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuazun-4-amuaa (200
Mr, 0,38 Mmop) B TT'® (8 mur) mobasnsumm o karure pactBop H-BuLi (0,48 mu, 1,6 MMOIb), TOIEpIKUBAST TEM-
neparypy B auama3one ot -75 mo -65°C. Cnycts 1 4 cmech npoaykra 3tana A (107 mr, 0,57 mmons) B TT'® (1
MJT) 100aBIIsITH o Karute. [lomydeHnyto cMech nepeMermBaiy npH -70°C B TedeHue 1 9 1 3aTeM HarpeBaJd 10
KOMHATHOW TEMIIEpATyphl B TeUCHHE HOUH. Peakiuro racuiu HacklmeHHbpM pactBopoM NH,CI, skcTparuposanu
EtOAc (40 Mi1x2), mpOMBIBaIN COJIEBBIM PAacTBOPOM, BhICymHMBany Hal Na,SOy4, GUIBTpOBAIN M KOHIIEHTPHPO-
Banu. Ocanok ounmany npu momoiny npen-TCX ¢ nmomydenueM neseBoro coenuHeHus (130 Mr, HEOUHIICH-
HBIH). MS: m/e 635 (M+1)".

Oran C: 7-(4-((1H-1,2,4-tpuazosn-1-un)mernn)oen3un)-2-0yrokcunmunaso[2,1-f][1,2,4rpuasun-4-amua
(coenunaeHue A62).

K cmecn nponykra srana B (60 mr, Heounmennsiit) B TOVY (3 mi) nobasmsumn Et;SiH (0,5 mun). [Tomyuen-
HYI0 cMech HarpeBanu rpu 85°C B Teuenne HouH. CMech KOHIICHTPUPOBAJIH 0 CYXOCTH M 0CAI0K OUHIIANIH TIPH
nomomyn npern-BOXX. Cobpannyio ¢pakuuro omenaunBamu pactBopomM NaHCOj;, skcrparuposamn XM (50
MUIT), TIPOMEIBAJTU COJIEBEIM PACTBOPOM, BBICYIIHBaIH HaJ Na,SO,, GUIBTPOBAIN U KOHIICHTPUPOBAIH C TIOIyYe-
HHEM I1esieBoro coequaenus (25 mr, 17% B nBa stama).

'H SIMP (400 MT', IMCO-dg) & 8,62 (s, 1H), 8,13 (s, 1H), 8,03 (s, 1H), 7,95 (s, 1H), 7,34-7,27 (m, 3H),
7,19 (d, J=8,4 T'm, 2H), 5,36 (s, 2H), 4,17 (t, J=6,4 ', 2H), 4,12 (s, 2H), 1,72-1,59 (m, 2H), 1,46-1,30 (m, 2H),
0,91 (t, J=7,2 T, 3H) ppm. MS: m/e 379 (M+1)".

Coenunenne A63: 2-0yrokcu-7-(4-(3-(MeTHnaMuHO)IponokcH )oen3mwn)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH.

Oran A: tpeT-0yTri(3-(4-hopMuindeHOKCH ) TpOoTTHI ) (METHI )KapOamar.

K pacTBopy 4-TUuapOoKCHOEH3abIeTHAA (0,61 T, 5 MMOJTb), TpeT-0yTHin(3-
runpokcunpormwi)(Metmwi)kapoamata (0,95 r, 5 mmons) u PPh; (1,96 r, 7,5 Mmmons) B TT'® (8 M) go6aBnsim 1o
kamte 40% DIAD B pactBope Toityona (3,7 T, 7,5 MMoib). 3aTeM cMech IepeMeNIBaiy Ipi KOMHATHOH TeMIie-
patype B Teuenne Houn. CMmech pa3Boawin Bojoi (50 mi), sxkctparupoBasii EtOAc (40 mix2). KomOuaMpOBaH-
HBIC OPTaHMYECKUE CJIOW IPOMBIBAITU COJICBBIM PacTBOPOM, BICyIIUBaNU HaJ Na,SO,, GUIBTpOBaTU, KOHIICH-
TPUPOBAIH M 0canoK ounmany npu nomoumm CombiFlash ¢ momydennem neneBoro coemunenus (0,71 T, 48%).
MS: m/e 238 (M+H-t-Bu)".

Oran B: tper-Oytun(3-(4-((4-(6uc(4-meTokcubeH3mim)amMuno)-2-0yrokcunmunaszo| 2,1-f][1,2,4]rpnasun-7-
1) (THIPOKCH )METHIT ) (DEHOKCH )P OTIHUT ) (METHIT ) KapOaMmar.

K pactBOopy 7-Opom-2-0yTokcu-N,N-6uc(4-metokcubenzmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (200
Mr, 0,38 Mmonp) B TT'® (8 mur) mobasnsumm o karute pactBop H-BuLi (0,4 mu, 0,57 MMOIb), TOIIEPIKUBAS TEM-
neparypy B auamazone oT -75 mo -65°C. Cmyctst 1 4 mo6aBisiau Mo Karmie cMech mpoaykra 3tama A (168 wmr,
0,57 mmoms) B TT'® (1 mn). TTonydernyto cMmech nepememmnBany npu -70°C B Tedenue 0,5 9 1 3aTeM HarpeBaiiu
0 KOMHATHOW TeMITepaTyphl B TeUCHWE HOYM. Peaknnio racuian HackleHHBIM pacTBopoM NH,4CI, skcTparupo-
Byt EtOAc (50 Mi1), IpOMBIBAJIM COJIEBBIM pacTBOPOM, BhIcymuBain Hax Na,SOy, puiIbTpoBaiu 1 KOHIEHTPHU-
poBamu. Ocanok ouwntnanu npu nomony npen-TCX (DA/ID=1/2) ¢ momyueHueM neneBoro coenuneHus (130
MT, HeOUHIIeHHbIH). MS: m/e 741 (M+1)".

Oran C: 2-0yrokcu-7-(4-(3-(MeTumamMuHO )Iponokcu)oen3mwi)umunasol2,1-f][1,2,4|tpuasun-4-amun (co-
enuHeHue A63).

K cmecu npoaykra stana B (130 mr, Heounmiennsiit) B TOY (3 mur) modasmstmu Et;SiH (1 mur). Peaxmuro
HarpeBaiu npu 85°C B TeueHue Hour. CMech OXJTAKIAIN 10 KOMHATHOH TEMIIEpaTypbl U KOHIICHTPUPOBAIH JI0
cyxoctr. Ocamox ounmmanu mpu momomu npen-BOXX. CobpanHyro (pakmnuio omenadyuBain pacTBopoM Na-
HCOs, sxcrparupoBain IXM (60 Miax2), MpOMBIBaIN COJEBBIM pacTBOPOM, BhICyIInBamu Haj Na,SOy, GuinbT-
POBaJM M KOHIICHTPHPOBAIH C TIOIYICHHEM LIeIeBOro coenuHenus (36 mr, 25% B 1Ba sTamna).

'H SIMP (400 MI'u, IMCO-de) & 8,12 (s, 1H), 8,02 (s, 1H), 7,25 (s, 1H), 7,20 (d, J=8,4 I';, 2H), 6,83 (d,
J=8,4 I'y, 2H), 4,20 (t, J=6,4 T', 2H), 4,05 (s, 2H), 3,96 (t, J=6,4 T'm, 2H), 2,63 (t, J=7,2 I'n, 2H), 2,30 (s, 3H),
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1,90-1,79 (m, 2H), 1,73-1,62 (m, 2H), 1,46-1,34 (m, 2H), 0,92 (t, J=7,6 T'r;, 3H) ppm. MS: m/e 385 (M+1)".

CoenuHeHnue Ab4: N°-(dypan-2-mnmernin)-7-(4-(MuppoTiuH- | -uIMeTHI)6eH3mT) MM Aa30[ 2, 1 -
f][1,2,4]rpuasun-2, 4-nuaMuH.

Oran A: 7-6pom-N2-(pypan-2-unmermn)umuaaszo2,1-f][1,2,4]tpuazun-2,4-nuaMuH.

PactBop  7-Opom-2-xmopmmunaso[2,1-f][1,2,4]rpuazun-4-amuna (500 wmr, 2 Mmonb), ¢ypaH-2-
nnmeranamuHa (388 mr, 4 mmons) u DIEA (516 mr, 4 mmone) B H-BuOH (10 mur) B 3anasHHON TpyOKe Harpesa-
mu nipu 120°C B Tedenne Houw. [locne KOHIICHTpAIIMK TPY TTOHKEHHOM JaBJICHHUH OCAJOK Pa3BOIMIA BOJOU
(10 M) m skctparupoBanu dtunaneraroM (10 mur). OpraHudeckuid CIOW BBICYITUBAIH, KOHIEHTPUPOBAIH U
ounmmanmu npu nomomu CombiFlash (IT9:3A=50%) ¢ mony4enuem npoaykra (180 mr, 29%).

'H SIMP (400 MT';, IMCO-dg) & 7,86 (br,s, 2H), 7,54 (s, 1H), 7,44 (s, 1H), 7,02 (t, J=8,0 I'n, 1H), 6,37 (d,
J=4,0 T, 1H), 6,30 (d, J=4,0 ', 1H), 4,38 (d, J=4,0 T, 2H) ppm. MS: m/e 309 (M+1)".

Otan B: TpeT-0yTHi(7-6poM-2-((TpeT-0yTokcukapoonmn)(pypan-2-uIMeTHI)aMIHO )UMHAa30[ 2,1 -
f][1,2,4]rpuazun-4-mn)(TpeT-0yToKCHKapOOHMIT)KapOamar.

PactBop 7-6pom-N2-(¢hypan-2-unmerun)umunaso|2,1-f][1,2,4]tpuazun-2,4-muamuna (150 mr, 0,5 MMorb),
(Boc),0 (327 mr, 1,5 mmons) u JIMAII (31 wmr, 0,25 mMons) B IXM (10 mur) mepeMemuBaiy npu KT B TEUCHUE
HouH. PacTBOp KOHIIEHTpHpOoBamy u ountmaiy mpu nmomomu CombiFlash (I12:3A=20%) ¢ moxy4eHneM 9UCTOTO
npoxykra (270 Mr, 91%). MS: m/e 609 (M+1)".

Oran C: Tper-OyTmi(Tper-0yTokcukapooumn)(2-((hypan-2-unmeTmin)aMuHo)-7-(Tuapokcu(4-(Tuppouan
H-1-unmernn)permn)metrn)umunaszo|2,1-f][1,2,4]tpuasun-4-nn)kapbamar.

K OXJIKIIEHHOMY pacTBopy TpeT-0yTHmn(7-6pom-2-((Tper-oyTokcukapooHmn)(pypan-2-
WIMETHI)aMuHO JuMunaso[2,1-f][1,2,4]rpuasun-4-mn)(Tper-oyTokcukapoonmn)kapdbamara (150 mr, 0,25 MMoIIb)
B TT'® (8 mur) mpu -78°C (mpomyBaemomy N,) nobaemsuiu mo karuie H-BuLi (1,6 M, 0,4 mu). [Tocie mepemernn-
Bauus npu -78°C B Teuenne 30 muH nodasmsum 4-(mupponuani-1-unmermn)oenzanbaerus (70 mr, 0,37 Mmonb)
B TT'® (2 mi). [TomydeHHyto cMech epeMeIInBalIy Py JaHHOH TeMmeparype B Tedenne 30 MUH U 3aTeM Harpe-
BJIM JI0 KT B TeueHne Houu. PactBop racumm pactBopom NH,CI (5 M), sxecrparuposanu stuianeraTtom (10 mit)
Y MIPOMBIBAJIM coJIeBBIM pacTBopoM (10 mur). Opranndeckuii cioii BeicymmBanmu Na,SO,, GUIBTPOBAIN U KOH-
HEHTPUPOBAJIH C TOJIyYCHUEM HEOUHIIEHHOTO MPOJIYKTa, KOTOPHIM B AabHENIIeM ounIamy npyu nomonty Com-
biFlash (JXM:MeOH=7:1) ¢ nonydeHnem umcToro npoaykra (15 mr, 10%). MS: m/e 620 (M+1)".

Oran D: N*-(dypan-2-mamerin)-7-(4-(mupposumus- 1 -niverwn)oensmn)umugaso[ 2, 1-f][1,2,4]rpuasun-
2,4-nuamuH (coeauaenne A64).

Tpwstuncunan (0,5 ma) u TpupTopykcycHyro kucioty (0,5 M) gobaBimsumd K cMecH TpeT-OyTui(Tper-
Oyrokxcukapooum)(2-((dpypaH-2-MIMETHIT)aMHHO )-7-(THIPOKCHIT (4-(mupponuaua-1 -
uiMetwdn)permn)MeTun)umuaaszo2,1-f][1,2,4]rpuasun-4-nn)kapbamara (15 mr, 0,02 mmons) B IXM (1 mn) u
Harpesanu npu 40°C B Teuenue 2 u. PacTBopuTens BeIMapUBaIM 0 MOIyYEHHs O0CaiKa, KOTOPBII O4YMIaIy Ipu
oMoty npern-BIXKX ¢ momyuenunem npomnykra (3 mr, 31%).

'H SIMP (400 MT';, CD;0D) & 7,47-7,41 (m, 6H), 6,32 (d, J=4,0 I'r;, 1H), 6,21 (d, J=4,0 T, 1H), 4,46 (s,
2H), 4,33 (s, 2H), 4,26 (s, 2H), 3,19-3,44 (m, 2H), 3,17-3,13 (m, 2H), 2,22-2,15 (m, 2H), 2,02-1,93 (m, 2H)
ppm. MS: m/e 404 (M+1)".

Coenunenne A65: 4-amuHO-7-(4-(tupponauaus- 1 -nwiMerun)oensmwn)umunaso|2,1-f][1,2,4]tpuasun-2-o.

Oran A: 7-0pom-2-(dypan-2-unmeTtokcn)-N,N-6uc(4-metokcudensmwn)umunaszol2,1-f][ 1,2 ,4]rpuazun-4-
aMUH.

K nepememannomy pactBopy (hypan-2-unmeranona (73 mr, 0,75 mmoins) B TT'® (20 mur) mpu 0°C nobas-
msum NaH (80 mr, 2 MmMmons, 60% B Maciie). Peakunonnyro cmech nepemermmBany npu 0°C B Teuenue 0,5 4.

7-6pom-2-xmop-N,N-6uc(4-metokcubensmn)umunaszo[2,1-f][1,2,4]rpuazun-4-amun (243 wmr, 0,5 mMMoib)
JI00aBISUIM K CMECH, U PEaKIIMOHHYI0 cMech nepemermmBany npu 70°C B teuenne 6 4. Cmech passoamwnu H,O
(20 M) u axctparupoBanu EtOAc (10 mix3). KomOMHUPOBaHHYIO OpraHMYECKyIO a3y MPOMBIBAIH COJIEBEIM
pacTtBOpoM, BeICymuBainu Hax Na,SO, U KOHIICHTPUPOBAJIH B BakyyMme. HeounImeHHBIH MPOAYKT OUHIIATH MIPH
MIOMOIIY XpoMaTorpaduu Ha KOJIOHKE ¢ MoiydeHueM npoaykra (150 mr, 57,4%) B Buae TBEpABIX BEIIECTB Oeo-
ro neera. MS: m/e 550 (M+1)".

Oran  B:  (4-(6uc(4-mertokcubensmwn)amuHo)-2-(pypan-2-mimeroken)umuaaso|2,1-f][1,2,4]rpnasun-7-
wi)(4-(mupponuanH- 1 -uIMeThIT) e HNIT)METaHOIL.

K mepemerranaoMy pactBopy 7-0poM-2-(dpypan-2-unmmerokcu)-N,N-ouc(4-meTokcubeH3mn)umuaaso[2,1-
f][1,2,4]rpuazun-4-a mun (120 mr, 0,22 Mmomns) B TT'® (10 M), oxnaxkaernHoMy 1o -78°C B atMocdepe a3ora
nobasnsm o karwie H-Buli (1,6 M B rekcane, 0,55 mMous, 0,34 mun). Tlocne nepemermuBanus B Tedenue 50
MUH MEIJICHHO JOOaBJISITH pacTBOp 4-(upponuanH-1-unmetnn)oenzanpaeruaa (66 mr, 0,33 mmoins) B TT'D (2
MIT). PeakmmoHHyI0 cMech MEIUIEHHO HarpeBalii 10 KT W MEepeMeIInBaId B TeueHHne 2 4. PeaknnoHHyI0 cMech
BJIMBAJIM B HACBIIIEHHBIH pacTBOpP XJopuaa aMMoHus 1 skcTparupoBaii EtOAc (15 mix3). KomOunnpoBaHHyO
OpTraHMYECKyIO (pa3y IMPOMBIBAIIM COJIEBBIM PAacTBOPOM, BBICYIIMBaIK Hax Na,SO,, KOHIEHTPUPOBAIN B BaKyy-
Me. HeounmmeHHBIH TpOIyKT OYHINAIN IPU ITOMOIIN XpoMaTorpadui Ha KOJOHKE C MOJYYCHHEM THTYIHHOTO
npoaykra (30 mr, 20,6%). MS: m/e 661 (M+1)".

Oran C: 4-amuHO-7-(4-(mupponuaus- 1 -mwiMerwn)oen3mwi)umunasol2,1-f][1,2,4 | puaszun-2-our.
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PactBOp 4-(6uc(4-meTokcuOeH3MIT)aMIHO)-2-((bypan-2-nnmeTokcn)umuaasol 2,1-f][ 1,2,4]rpuazun-7-
win)(4-(mupposmans- 1 -unmernn)penun)meranona (30 mr, 0,045 mmons) B TOY (3 mn) u Et;SiH (3 mun) mepe-
memmBaiy pu 80°C B TeueHue 2 4. PeaknmMoHHYI0 CMeCh KOHIIEHTPHPOBAIIA B BaKyyMe Jutsl ynaineHus TOY u
Et;SiH. K ocaaky no6amsum TOY (5 mi) u nepememuBanmu nipu 85°C B Teuenne Houu. CMech OXJIaXIAIH J0
KT ¥ KOHIICHTPUPOBAIM B BakyyMme. HeodnimeHHbIi MpoayKT ounImamy mpu nomorw npen-BOXKX ¢ morydenn-
em npoxaykra (13 mr, 88%).

'H SIMP (400 MI'u, IMCO-de) & 9,83 (s, 1H), 8,08 (s, 1H), 7,95 (s, 1H), 7,44 (d, J=7,6 T'n, 2H), 7,34 (d,
J=7,6 I'n, 2H), 7,26 (s, 1H), 4,32 (s, 2H), 4,17 (s, 2H), 3,34 (s, 2H), 3,07 (s, 2H), 1,96-1,91 (m, 2H), 1,86-1,75
(m, 2H) ppm. MS: m/e 325 (M+1)".

Coenunenne A66: 2-0yTokcu-7-(4-(1-merunnupponuans-3-un)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMHMH.

Oran A: (4-(6uc(4-meTokcubeH3mT)aMnHO)-2-6yrokcunmunasol2,1-f][1,2,4]rpuazun-7-nm)(4-(1-metunm
UPPOTHUIUH-3-11)(HEHIT)METAaHO.

K MepeMeIiaHHOMY pacTtBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcubeH3mn)umuaaso[2,1-
f][1,2,4]rpuazun-4-amuna (105 mr, 0,2 mmons) B TT'® (10 M), oxnaxneHHoMy 10 -78°C B aTMocdepe a3ora
nobasnsm 1o karie H-Buli (1,6 M B rekcane, 0,5 mmods, 0,31 mun). ITocne nepememuBanus B Tedenne S0 MuH
MEIUIEHHO J00aBisu pacTBop 4-(1-Metnnmupponauana-3-un)oen3anpaeruaa (43 mr, 0,2 mmons) B TT'D (2 mo).
PeakunoHHYI0 cCMeCh MEIJICHHO HArPeBaIX 10 KT W IIEPEMEIINBAIN B TeUeHHE 2 9. PeakIMoHHYI0 CMech BIIUBa-
JIM B HAaCHIICHHBIN pacTBOpP XJIopuaa aMMoHus 1 akcTparupoBaiu EtOAc (15 mix3). KomOGuHupoBanHyro opra-
HUYECKYIO (a3y MPOMBIBAIH COJIEBBIM PAacTBOPOM, BRICYyImIMBamu Haj Na,SO,, KOHIEHTPUPOBAIH B BaKyyMe C
nomydenneM mpoxykta (30 mr, 23,5%). MS: m/e 638 (M+1)".

Oran B: 2-6ytokcu-7-(4-(1-metmmupponuani-3-mn)oen3mwn)umunaszo[2,1-f][ 1,2,4]tpuazun-4-amun (co-
eanHeHne A66).

PactBop  (4-(Omc(4-mMeTokcnOeH3 I )aMUHO)-2-0yTokcunmuasol2,1-f][ 1,2,4rpuazun-7-wmn)(4-(1-meTrmn
upponuaus-3-wi)penun)meranona (30 mr, 0,047 mmons) B TOVY (3 mu) u Et;SiH (3 M) mepememmBany npu
80°C B Teyenue 2 4. PeakninoHHyI0 cMech KOHIIEHTpUPOBaIK B Bakyyme [uist ynanenust TOY n Et;SiH. K ocan-
Ky nobasiusimn TOVY (5 mu) u nepemenmBany mpu 85°C B Teuenne Houn. CMech OXJaXIaJM 10 KT U KOHIIEH-
TpUpOBalM B BakyyMe. HeouneHHsIl NpoayKT ounmmany npu nomomu npen-BOXKX ¢ noxydyeHuem npoaykra
(5 wmr, 28%).

'H SIMP (400 MI't, IMCO-dg) 8 8,12 (s, 1H), 8,03 (s, 1H), 7,29 (s, 1H), 7,25-7,19 (m, 4H), 4,20 (t, J=6,4
I'm, 2H), 4,09 (s, 2H), 3,11-2,95 (m, 1H), 2,82-2,75 (m, 2H), 2,59-5,52 (m, 2H), 2,44 (s, 3H), 2,26-2,18 (m, 1H),
1,79-1,61 (m, 3H), 1,42-1,37 (m, 2H), 0,92 (t, J=7,4 T, 3H) ppm. MS: m/e 381 (M+1)".

Coenunenne A67: N,-Oytwin-7-(4-(mupponuaus- 1 -mimMernn)oensmn)umunasol2,1-f][1,2,4]rpuazun-2,4-
JTUaMUH.

Oram A:

(4-(buc(4-meTokcnbeH3min)aMmuHo )-2-(0yTrunamuno )umugaso[ 2, 1-f][1,2,4rpuasun-7-un)(4-(mup ponuInH-
1-unmeTwi)peHuT)MeTaHoI.

K nepeMeiaHHOMY pactBopy 7-6poM-N2-0yTrin-N4,N4-6uc(4-MeTokCHOCH3 I ) uMu1a30[ 2, 1-
f][1,2,4]rpuaszun-2,4-nuamus (150 mr, 0,285 mmons) B TI'® (10 mur) go6asnsm mo karte H-Buli (1,6 M, 0,35
w1, 0,428 mmous) nipu -78°C. Ilocne nepemermBanus B TeueHne 4aca B atMocepe N, npu -78°C mobasisiiu
1o Karure pacTBop 4-(mupponuauH-1-nnmernn)oensansaeruna (87,4 mr, 0,428 mmons) B TT'® (2 mi). Ilocne
no0aBIEHUST PEAKINI0 MEepPeMeIInBall B TeueHne 3 4acoB. Peakruio racwim BoaH. NHyCl, skctparuposanu
EtOAc (10 mux3). KoMOHHHUpOBaHHbIE OpPraHMYECKHE CJION TIPOMBIBAIIM COJIEBBIM PAacTBOPOM, BEICYIIMBAIIN HaJ
Na,SO,, koHIeHTpHpOBaIK U ounimany npu nomoru npen-TCX (CH,Cl,:MeOH=10:1) ¢ mony4ernemM 1eneBo-
ro coenuHenus (65 Mr, 35,8%) B Bue Genoro TReporo BemecTsa. MS: m/e 636 (M+1)".

Oran B: N2-0ytun-7-(4-(mmupponunus- | -unmetnn)oen3un)umunasol 2,1-f][ 1,2,4 tpuazun-2,4-mnamMuH.

Cwmech npoaykra stana A (65 mr, 0,102 mmons) B ESiH/TOY (0,5 mi/3 mur) mepememmBany ipu 85°C B
Te4YeHHE HOUH. PeaknnoHHYI0 cCMeCh KOHIIEHTPUPOBAH C MTOJIydYCHHEM 0CaKa, KOTOPHIH OYHIIAH P IIOMOIIH
npen-BOXX ¢ nomydennem neneBoro coenuHenus (26 mr, 67,1%).

'H SIMP (400 MI'n, IMCO-dg) 8 9,72 (br,s, 1H), 7,69 (s, 2H), 7,46-7,37 (m, 4H), 7,36-7,28 (m, 1H), 6,45
(s, 1H), 4,30 (d, J=5,6 I'y, 2H), 4,14 (s, 2H), 3,38-3,26 (m, 2H), 3,16 (t, J=6,8 T'u, 2H), 3,15-3,02 (m, 2H), 2,05-
1,96 (m, 2H), 1,90-1,76 (m, 2H), 1,56-1,45 (m, 2H), 1,39-1,26 (m, 2H), 0,89 (t, J=7,2 I'u, 3H) ppm. MS: m/e
380 (M+1)".

Coenunenne  A68:  2-(mMpHIWH-3-HIMETOKCH)-7-(4-(upponuanH-1-unmetnn)oeH3wn)umuaasol 2, 1-
f][1,2,4]Tprazun-4-amMuH.

Oran A: 7-6pom-N,N-0Ouc(4-merokcndeHsmn)-2-(nmupuanH-3-mimmerokcn)umuaaso| 2, 1-f][1,2,4]rpnasun-4-
aMUH.

K cycnensun NaH (80 mr, 2 mmons) B TT'® (8 mut) gobasisuii mupuanH-3-uimetanos (218 mr, 2 MMOIb).
ITocie mepemenmuBaHusl KOMHATHON TeMriepaType B TedeHne 30 MUH JH0OaBISIN pacTBOp 7-Opom-2-xmop-N,N-
6uc(4-meroxkcnben3mn)umuaasol2,1-f][1,2,4]rpuasun-4-amuna (240 mr, 0,5 mmons) B TT'® (2 mur). 3arem cMmech
nepememuBaiy npu 80°C B TeueHne 4 4. CMech OXJIXKIAIH 0 KOMHATHOW TEMIIEpATyphl, pa30aBisuid BOIOK
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(30 mu), skcrparupoBanu EtOAc (50 Max2), mpoMBIBaJIM COJIEBEIM pPacTBOPOM, BhICymmBain Haa Na,SOy,
(uIBTPOBANIN, KOHIEHTPUPOBAIN W 0caaok ounmaiu npu nomoum CombiFlash ¢ momydyenuem neneBoro co-
enuneHMs (250 mr, 89%).

'H SIMP (400 MTI'ti, CDCl3) & 8,84 (s, 1H), 8,59 (d, J=2,4 T'u, 1H), 8,07 (d, J=6,8 T'u, 1H), 7,51-7,45 (m,
2H), 7,17 (d, J=8,4 I'n, 4H), 6,85 (d, J=8,0 T'u 4H), 5,60 (s, 2H), 5,46 (s, 2H), 4,83 (s, 2H), 3,81 (s, 3H), 3,80 (s,
3H) ppm. MS: m/e 561 (M+1)".

Oran B: (4-(6uc(4-MeToKCHMOCH3MIT)aMHHO )-2-(MTUPUANH-3-HIMeTOKCH )uMua3o[2,1-f][1,2,4]rpuazun-7-
nn)(4-(mupponuauH- | -HIMeTHIT) e HUIT)METaHOI.

K pactBopy mpoaykra 3tama A (250 mr, 0,44 mmons) B TI'® (8 M) mobaBmsiu 1o karuie pactBop H-BuLi
(0,41 mm, 0,66 MMoOITB), TTOANIEPIKUBAST TEMITEPATYPY B auamna3one oT -75 mo -65°C. Cnycts 1 4 mobGaBisuiy 1mo
Karie pactBop 4-(mupponuans-1-unmetmn)oen3anpaeruaa (100 mr, 0,53 Mmonp) B TT'® (1 mi). [TonydeHHyro
cMmech nepeMemuBany npu -70°C B TeueHue | 4 ¥ 3aTeM HarpeBaiayu 10 KOMHATHOW TeMIIepaTyphl B TEUEHUE 5 U.
Peaxmmro racuny HaceimeHHbIM pacTBopoM NH,Cl, skctparuposanmu EtOAc (50 Mi1), mpoMbIBaii COJIEBBIM pac-
TBOpOM, BeIcymmBany Hax Na,SO,4, puneTpoBanu u koHueHTpHpoBanu. OcagoK OYHINAIN IIPH HOMOIIN TIper-
TCX ¢ noydeHueM 1eneBoro coeanHenus (80 Mr, HeounmeHHsIi). MS: m/e 672 (M+1)".

Oran C: 2-(MUpUINH-3-UIMETOKCH)- 7 -(4-(npponmani- 1 -nnmetnn)oensun)umunaszo| 2,1-f][1,2,4rpnasun-
4-amuH (coeaunaeHue A68).

K cmecu mpoaykra srana B (80 mr, Heounmiennslii) B TOVY (3 mun) modasmsumm Et;SiH (1 mur). Peaknuio Ha-
rpeBasi ipu 85°C B TeueHue HOUM. CMech KOHIEHTPHPOBAIN M OCAJ0K OYHINAIH MPH momMoiny mpen-BIXKX.
CoOpannyro ¢pakiuio omenaunBaid pactBopoM NaHCOs;, skcrparuposanu JIXM (60 M), TpOMBIBAIA COJIe-
BBIM PacTBOpPOM, BhICyIIUBany Hax Na,SOy4, GUIBTPOBAIHN M KOHLEHTPUPOBAIH C MOIyUYCHHEM LIEIEBOTO COE/IHU-
Henwus (8 mr, 5% B 1Ba 3Tamna).

'H SIMP (400 MT', CD;0D) & 8,66 (s, 1H), 8,49 (d, J=4,4 T, 1H), 7,94 (d, J=8,4 I'n, 1H), 7,50-7,39 (m,
1H), 7,37-7,20 (m, 5H), 5,39 (s, 2H), 4,21 (s, 2H), 3,67 (s, 2H), 2,71-2,50 (m, 4H), 1,91-1,75 (m, 4H) ppm. MS:
m/e 416 (M+1)".

Coenunenne  A69: 7-(4-(mapponuauH- 1 -uameTnn)oensun)-2-(4,4,4-rpudpTopOyTokcr)umMuaasol 2,1 -
f][1,2,4]Tprazun-4-amMuH.

Oran A: 7-6pom-N,N-6uc(4-merokcudensun)-2-(4,4,4-rpudropodyroxkcn)umunaso|2,1-f][1,2,4]rpuazun-4 -
aMHMH.

Harpwuii (0,4 r) noGasnsum k nepememianHomy 4,4,4-rpudTopOyTan-1-oiy (5 T) HECKOJIBKUMH TTOPIHUSIMHU.
Cwmech nepemernmBany mipu 80°C B Teuenue 2 4. bpanu BeIieyka3aHHBIN MPO3padHblii pacTBOp U M100aBIsH 7-
O6pom-2-xop-N,N-6uc(4-metokcubensnn)umunaso[2,1-f][1,2,4]rpuazun-4-amua (0,3 1, 0,61 mmons). Cmech
HarpeBaiu 10 80°C u nepememuBanmu B Teuenune 1 4. [locie 3aBepmenus cmech racwm H,O (20 M) u 3aTtem
skcrparupoBasin JIXM (20 mix3). Opranuueckyto ¢a3y npomsianu HyO (10 mi1), BEICYMIMBaIM U KOHLIEHTPHU-
pOBaJIM TIPH MOHWKEHHOM JaBieHUH. [lomydeHHBIH 0cafiok OYMINaNy Ipu moMomy Qiem-xpomaTtorpadun Ha
kosorke 0-15% DA B 13 ¢ nmomxydenuem mpoxaykra (0,2 T, 56%) B BHOe TBEPIOTO BEUIECTBA CBETIIO XKEITOTO
uera. MS: m/e 580 (M+1)".

Oran B: (4-(6uc(4-meroxcubensmn)amMuHo)-2-(4,4,4-tpudropoyrokcu)umunasol2,1-f][1,2,4]rpuazun-7-
wi)(4-(mupponuanH- 1 -nuIMeThIn) e HUIT ) METaHOIL.

K nepeMeIIaHHOMY pacTBopy 7-6pom-N,N-6unc(4-merokcndensun)-2-(4,4,4-rpudpTopOyTOKCH)-
nmunaso[2,1-f][1,2,4]rpuaznn-4 -amuna (200 mr, 0,34 mmons) B TT'® (15 mi) npu -78°C B atmocdepe N, no-
oapmsun H-BuLi (1,6 M, 0,54 mi, 0,86 mmone). PactBop mepemermBanu npu -78°C B Teuenue 30 muH. 4-
(mppomuans-1-nmernn)oensanbaerun (97 mr, 0,51 mmons) B TT'® (2 mir) 1o6aBiIstiM 1o Karwie K BBIIEYKa-
3aHHOMY pacTBopy. [locie nobaBneHus pacTBOp HarpeBaM 4O KT U 3aTeM IepemennBany B TedeHue 3 4. [Tocie
3aBepLICHUs peakuoHHy0 cMmech racuim H,O (20 mi) u 3aTem skcrparuposamu JIXM (20 mux3). Opranude-
ckyto a3y npombiBanu H,O (10 MiT), BEICYIITMBAIM U KOHIIEHTPUPOBAIIN TIPH MIOHWKCHHOM JaBJIICHHUH C TOJTyde-
HHEM HEOYMIIEHHOTO MPOXYKTa B BUJE Maclia JKEITOTO I[BETa, KOTOPOE HEMOCPEACTBEHHO MPUMEHSIIN Ha Clle-
JyroleM 3Tarne 6e3 JOMOIHUTENbHOI ouncTk. MS: m/e 691 (M+1)".

Oran C: 7-(4-(mupponuauH- 1 -uametwn)oensmn)-2-(4,4,4-rpudpTopoyrokcu)mmunaso[2,1-f][ 1,2,4 rpuasun-
4-amuH (coequHeHne A69).

PactBop  (4-(Ouc(4-merokcuOeHsmt)ammno)-2-(4,4,4-tpudropdyrokecn)umunaszol 2,1-f][1,2,4]rpnasun-7-
win)(4-(rmupponuanH- 1 -nimetnn)enmn)MeTanona (HeouneHnHsiil) B TOY (6 mi) u TpusTHicuiana (2 mi) re-
pememuBanu npu 80°C B Teuenue 24 4. [locne 3aBepleHus peaklIUOHHYI0 CMeCh KOHLIEHTPUPOBAIU MPU MOHU-
»eHHoM naBneHnd. Ocanok pacteopsuti B DA (30 mur) u npomsiBaiau BogH. NaHCO; (Hac, 25 Mi1) U coNeBBIM
pactBopoM (20 mur). Opranuueckyto ¢asy BeicymuBany Haj Na,SO,, dunsTpoBanu u xoHneHTpuposany. [loy-
YCHHBIH 0cajiok ouninanu mpu nomomry npern-TCX ¢ JIXM:MeOH (10:1) ¢ moryuenuem npoaykra (15,11 mr).

'H SIMP (400 MI', IMCO-dg) & 8,21 (s, 1H), 8,11 (s, 1H), 7,55-7,30 (m, 5H), 4,47-3,86 (m, 6H), 3,30-
2,70 (m, 4H), 2,46-2,32 (m, 2H), 2,03-1,71 (m, 6H) ppm. MS: m/e 435 (M+1)".

Cenunenne A70: 7-(3-(ammHOMETIIT)OCH3MIT)-2-0yToKcuumMuaaszo[2,1-f][ 1,2,4| tpua3un-4-amMuH.

Oran A: 3-((4-(6uc(4-mMeTorcOEeH3MIT)aMUHO)-2-0yTokcuumuaaso|2,1-f][ 1,2,4]tpuazun-7-
1) (THIPOKCH )METHIT ) OCH3OHUTPHII.
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K nepeMeliaHHOMY pactBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcubeH3mn)umuaaso[2,1-
f][1,2,4]rpuazun-4-amuna (150 mr, 0,29 mmoins) B TT'® (15 M) mpu -78°C B atmocdepe N, nodasnsum H-BuLi
(1,6 M, 0,22 mu, 0,35 mmons). PactBop nepememuBaim nipu -78°C B Tedenne 30 MuH. 3-hOpMHUIOSH30HUTPHIT
(37,4 wmr, 0,29 mmons) B TT'® (2 mi1) mobaBisiIn 1Mo Karwie K BhIMIEyKazaHHOMY pactBopy. Ilocie moGaBmeHus
pacTBOp HarpeBayd 10 KT U 3aTeM IepeMeInrBaiy B TedeHue 3 4. [locne 3aBepmieHns peakIMoHHYI0 CMeCh Ta-
cuin HyO (20 min) m 3arem sxcrparupoBasi AXM (20 mix3). Opranudeckyro ¢a3y npomsiBai H,O (10 mi),
BeIcymuBany Hax NaySO,, GMIBTPOBAIN M KOHIICHTPUPOBAIM MPH HMOHIKEHHOM JaBJICHHUU C MOTyYCHHEM He-
OYHITIICHHOTO TIPOAYKTa B BHIIE TIOIYTBEPAOTO BemlecTBa rpsa3Ho Oernoro 1meera (180 mr), KoTopoe HemocpeacT-
BEHHO MPUMEHSIOT Ha CIIEAYIOIIEM dTare 6e3 JOMOIHUTEIbHOM ouncTkH. MS: m/e 579 (M+1)".

Oran B: (3-(amuaOMeTHIT) henn ) (4-(0uc(4-MeTOKCHOEH3MIT)aMUHO )-2-0yTOKCcHUMuaa3o|[ 2, 1 -
f][1,2,4]Tpra3us-7-11)METaHO.
K nepeMerIaHHOMY pacTtBopy 3-((4-(6uc(4-MeTOKCMOCH3MIT)aMIHO )-2-0yTOKCHUMU1a30[ 2, 1-

f][1,2,4]tpuazun-7-wn)(ruapokcu )metun)oenzonurpuna (180 mr, 0,31 mmons) B TI'® (15 mu) moGapmsm
LiAlH, (24 wmr, 0,63 mMonb). CMmech nepemernBaiy pu 66°C B TeyeHne Houu. [locie 3aBepiieHus peakMoH-
HYIO CMECh BJIIMBAJIM B JICASHYIO BOJY M 3aTeM dKcTparupoBaimd DA (15 mix2). OpraHndecKue CIIOU TPOMBIBAITH
COJIEBBIM PacTBOPOM, BhICYIIMBaiK Hax Na,SOy4, GUIbTpOBaIN M KOHIEHTPUPOBAIH C TIOJy4YCHUEM HEOUYHIICH-
HOTO MPOJYKTa B BHAE MOJYTBEPAOTO BELIECTBA CBETIIOKENTOTO IBETa, KOTOPOE HEMOCPEACTBEHHO PHMEHSIIH
Ha CJIYIONIeM Tane 6e3 JOMOIHNTENbHOM ouncTkr. MS: m/e 583 (M+1)".

Oran C: 7-(3-(amuHOMeTH)0eH3MN )-2-0yTokcunmuazo[ 2, 1-f][1,2,4 rpuasun-4-amun (coenunenue A70).

PactBop (3-(amuaOMeTHIT) henn ) (4-(0uc(4-MeTOKCHOSH3MIT)aMUHO )-2-0yToKcHUMuaa3o[ 2, 1 -
f][1,2,4]rprasun-7-mn)MeTanona (HeounieHHbIH) B TOY (6 M) u TpudTHICHIAHA (2 MII) TIEPEMEITUBAIH TIPH
80°C B Teuenue 24 4. [Tocie 3aBepiIeHUsT PEaKIMOHHYIO CMECh KOHIICHTPHUPOBAIH TIPH MOHMKEHHOM JIaBIICHUH.
Ocanok pactBopsua B DA (30 mi) u nmpombiBanu BoaH. NaHCO; (Hac., 25 M) U conieBbIM pacTBopoM (20 mur).
Oprannyeckyto ¢a3y BeicymmBany Hall Na,SOy, GUIbTpOBaNIN M KOHIEHTpHpOBau. [lomydeHHbII ocalok o4n-
mranu mpu nomony npern-TCX ¢ IXM:MeOH (10:1) u 3atem npen-B2XXX ¢ monydenuem npoaykra (5,04 mr).

'H SIMP (400 MTI'ry, JIMCO-de) & 8,25-7,98 (m, 4H), 7,41-7,27 (m, 5H), 4,20 (t, J=8 I'y, 2H), 4,16 (s, 2H),
4,02-3,94 (m, 2H), 1,72-1,53 (m, 2H), 1,47-1,28 (m, 2H), 0,97-0,84 (m, 3H) ppm. MS: m/e 327 (M+1)".

Coemunenne  A71:  3-(4-(4-((4-ammH0-2-0yTokcummunaso[2,1-f][1,2,4] Tpua3uH-7-m1)METIIT ) OCH3WII)-
nunepasut- 1 -uwn)nponat-1-o:.

Oran A: sTrin-Tpet-0ytnn 4-(4-hopmunbeH3un)nunepazut- 1 -kapOokcuar.

Cwmech 4-(xmopmernn)oensanpaeruaa (1,8 v, 11,6 MMmoinb), TpeT-OyTuimumnepa3un- 1-kapbokcunara (2,6 r,
13,9 mmoup) u K,CO5 (3,2 1, 23,2 mmons) B CH;CN (50 mim) mepememuBamu npu S0°C B TedeHne Houn. Peak-
IIUI0 OXJIAXKIaM JI0 KOMHATHOW TeMreparypbl. CMech pasBoawmin Bogoi (100 mur) u skcrparuposanu DA (80
wix3). KomOuHNpoBaHHYI0 OpraHndecKyro (aszy MpoMbIBalk COJIEBBIM PacTBOPOM, BEICylnHBany Haj Na,SOy4 u
KOHIICHTPUPOBAJIN TPU TOHIKEHHOM naBieHnd. Ocamok ouwnmnanu npu nomorm CombiFlash ¢ momydenunem
TUTYJIBHOTO coeuHeHus (2 T, BRIXOM: 56,7%) B BHJIe Macia jKeIToro mseta. MS: m/e 305 (M+1)".

Oran B: 4-(munepa3un- 1 -mIMeTHT)0eH3aIbIST UATHAPOXIOPHUI.

IMponykr stama A (2 r, 6,6 mmonb) pactBopsutn B HCI/DA (4M, 20 M) mpu KOMHATHOH TeMIiepaType.
CmMech nepeMeIIBaid Ipd KOMHATHOW Temneparype B TedeHue 3 4. CMech KOHIEHTPHPOBAIN MPH ITOHWKEH-
HoM naBniernu. Ocanok (2HCI coip) B BUE TBEpIOTO BELIECTBA XKEITOTO I[BETA, IPUMEHSEMOTO0 Ha CIIEAYIOIEM
Tane HermocpencTsenHo. MS: m/e 205 (M+1)".

Oran C: 4-((4-(3-((TpeT-Oy THIAMMETHIICHIINIT)OKCH ) IPOTTHII)TTHIIEPa3HH- | -HT)Me THIT) OeH3aITb ICT U 1.

CwMmech nponykra orana B (508 mr, 1,84 mMmons), TpeT-OyTmin(3-xnopnponoken)muMeTriicuiana (574 wr,
2,76 mmons), K,CO5 (1,02 1, 7,36 Mmonb) u KI (61 mr, 0,37 mmoins) B IM® (10 mur) nepemermuBanu mipu 100°C
B TeueHue 12 4. Peaknuio oxyaxxaaau 10 KOMHATHOW TeMrepaTypbl. CMech raciin Bogou (20 MiT) U 9KCTparu-
poBammu DA (20 mix3). KoMOMHHpOBaHHYIO OpraHuYecKylo (ha3y MpOMBIBAIIM COJIEBBIM PACTBOPOM, BBICYIINBA-
1 HaJ Na,SO, 1 KOHIIEHTPUPOBAIH TIPH MOHMKEHHOM naBieHnu. Ocamok ouunmany mpu nmomontyn CombiFlash
c nonyIIeHHeM TUTYIBHOTO coeauHeHus (440 mr, BeIxox: 63,6%) B Bume Macia xenroro nsera. MS: m/e 377
M+1)".

Oran D: (4-(6buc(4-MeTokcubeH3min)aMuHo)-2-0yrokcuumuaaso[2,1-f][1,2,4]rpuazun-7-nm)(4-((4-(3-((tpe
T-Oy THIIANME TUIICHITHIT ) OKCH ) TIPOTTHUT ) TUTIEPA3HH- | -MIT)METHIT ) P EHIIT)METaHOI.

K nepeMeliaHHOMY pactBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcubeH3mn)umuaasol[2,1-
f][1,2,4]rpuazun-4-amuna (140 mr, 0,27 mmoins) B TT'® (2 mur) mobasmnstmu H-BuLi (1,6 M, 0,21 M) ipu -78°C B
atMocepe N,. Cmeck nepemernuBanu npu -78°C B Tedenue 1 4. 3arem npoaykt stana C (150 mr, 0,40 Mmous)
B TI'® (0,3 mun) nobasisun k cucreme npu -78°C. Peakiuio nepememmBaiu rpu -78°C B teuenue 0,5 4. Peak-
IIMI0 HAarpeBaJId 10 KOMHATHOM TEMIIEpaTyphl U MEPEMENIMBAIN B TE€UEHHE HOYM. Peakluio racuin HachIIIeH-
HbIM BotHBIM NH,4Cl npu komHaTHO# Temmnieparype. Cmech akctparupoBaiu JA (10 mix3). KomOuHupoBaHHYO
OpPTraHHUYECKyIO (ha3y MPOMBIBAIN COJICBBIM PacTBOPOM, BBICYIIMBAIHN Hal Na,SO4 W KOHIICHTPUPOBAIH IPH TO-
HIOKeHHOM JaBieHnd. Ocanok ouwnmmanu npu momomy CombiFlash ¢ momydenweM THTYJIBHOTO COEIMHEHUS
(160 wmr, BeIXO: 72,1%) B BUE Macna xkenToro musera. MS: m/e 824 (M+1)".

Oran E: 3-(4-(4-((4-amuno-2-6yroxcummunaso[2,1-f][1,2,4]rpuazuH-7-mn)MeTHT)OCH3WIT ) TUTIEpa3HH- 1 -
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win)nponat-1-oi (coeauHenue A71).

[Mpoxykr stana D (80 mr, 0,10 mmons) pactBopstiin B Et;SiH (0,5 mir) u CF;COOH (0,1 mur). Cmecs niepe-
MEIIMBAIIM TIPH KOMHATHOH TEeMIIepaTypsl B TeueHne Houn. CMech KOHIICHTPUPOBAIH IIPH MOHIKEHHOM JIaBIIe-
auu. Ocanok pactBopsuit B CF;COOH (0,5 mun) mpu komHaTHOU Temmieparype. CMech nepememmmBany npu 80°C
B TedeHue 3 4. Peaknnio oxmaxkiaany 10 KOMHAaTHOHM TeMnepaTypsl. CMech KOHIICHTPHPOBAJIH NP MOHIKEHHOM
nasieHun. Ocajiok OYUINAIN Mpy oMomy npen-BOXKX ¢ momydeHneM TUTYJIBHOTO coeanHeHus (6,5 MT, BbI-
xox: 14,4%).

'H SIMP (400 MI't, IMCO-dg) & 8,25-7,95 (m, 2H), 7,36-7,13 (m, 5H), 4,31-4,17 (m, 2H), 4,12 (s, 2H),
3,51-3,41 (m, 4H), 2,50-2,28 (m, 8H), 1,73-1,54 (m, 4H), 1,46-1,34 (m, 2H), 1,29-1,06 (m, 2H), 0,92 (t, J=7,2
I'm, 3H) ppm. MS: m/e 454 (M+1)".

Coenunenne A72: 2-0ytokcu-7-((5-meTwi-6-(munepuanH-4-uoKcn ) IMpUArH-3-1I)MeTHI )M gas3ol 2, 1-
f][1,2,4]Tprazun-4-amMuH.

Oran A: TpeT-0yTni 4-((5-6poM-3-MeTUITHUPHUITH-2 -JT)OKCH ) TUIIEPU TN H- | -KapOOKCHIIaT.

K pactBopy NaH (0,3 r, 7,5 mmone) B IMA (15 M) nobaBisiin TpeT-OyTHII-4-THAPOKCHITUTICPUANH- 1 -
kap6okcunar (1,1 r, 5,5 Mmmonb). CMech nepeMeIInBaIy Py KOMHATHOH TemrepaType B TedeHue 1 4. 3atem
nobaBsIH pacTBop S-0pom-2-xiop-3-metmwmmupuannaa (1,1 v, 5 mmons) B JIMA (5 M) ¥ TIOTy4eHHYIO cMech
nepememuBaiy npu 80°C B TedeHre HOUM Mo 3amuTod Np. CMech OXJIaXIalli 10 KOMHATHOH TeMIiepaTyphl,
paszbasisi Bono# (50 mun), sxctparupoBanu EtOAc (60 mix2). KoMOMHUpOBaHHBIE OPraHUYECKUE CIIOH HpO-
MBIBaJIM COJIEBEIM PAacTBOPOM, BEICYIMBaiIH Halx Na,SO,4, GHIbTpoBay, KOHIEHTPUPOBAIN U 0CAJOK OYHUIIAIN
npu nomoru CombiFlash ¢ monyuennem nenesoro coeaunenus (1,3 T, 70%). MS: m/e 371 (M+H)".

Oran B: tper-0yTin 4-((5-hopmui-3-MeTHIMUPUANH-2-1I)OKCH ) TUTIIEpUIUH- | -kapOoKkcuar.

K nepemermannomy pactBopy mpoxaykra dtama A (1,1 v, 3 mmons) B TI'® (15 Mn) mobaBnsim mo Karuie
pactBop H-BuLi (2,81 mu, 4,5 MMomb), moaaepKuBas TeMrepatypy B auamnasone ot -75 g0 -65°C. Croycts 1 4
pactBop AM® (266 mr, 3,6 mmons) B TT'® (1 mi) 1obaBisiii 1o Karuie U MOJYYEHHYIO CMECh IepeMeIIHBaIn
npu -70°C B Teuenue 2 4. Peakunio racunm HaceimeHHbIM pactBopoM NH4Cl, skcrparuposamu EtOAc (60 M),
MPOMBIBAJIA COJIEBBIM PAacTBOPOM, BhICymHMBaiIK Hax Na,SOy4, GuabTpoBasi U KOHIEHTpHpoBau. Ocagok odu-
uramu ipu nomoru CombiFlash ¢ moyuennem nenesoro coenunenus (900 mr, 93%). MS: m/e 321 (M+H)'.

Oran C: tper-0yTni-4-((5-((4-(6uc(4-meroxcubeH3um)amuno)-2-0yrokcunmunaszo| 2,1-f][1,2,4]rpnasun-7-
1) (THIPOKCH )METHI) -3 -METHIIITHPUTHH-2 -1 ) OKCH ) TUTIEpU TN H- | -kapOokcuar.

K pactBOopy 7-0pom-2-0yTokcu-N,N-0uc(4-metokcubenzmn)umunaszol2,1-f][1,2,4]rpuazun-4-amuna (200
Mr, 0,38 Mmop) B TT'® (8 mur) mobaBnsumm o karute pactBop H-BuLi (0,6 M, 0,95 MMonb), momaepKuBas TeM-
neparypy B nuamnasoHe ot -75 no -65°C. Cnycrs 1 4 cmech npoaykra 3tana B (150 mr, 0,456 mMomnb) B TTO (1
MJIT) 100aBIIsITH o Karute. [lomydeHnyio cMech nepeMermmBaiy npH -70°C B TedeHue 1 9 U 3aTeM HarpeBaJd 10
KOMHATHOW TeMIIepaTyphl B TedueHue 5 4. Peaknuro racunm HacklmeHHbIM pacTBopoM NH4Cl, skctparuposanu
EtOAc (50 mi1), mpoMBIBaJIM COJIEBBIM PacTBOPOM, BhICyIInBany Haj Na,SOy4, GUIbTpoBaIu M KOHICHTPUPOBA-
. Ocaznox ountnanyu npu nomouty CombiFlash ¢ momydyennem neneBoro coenunenus (180 Mr, HEOUUIICHHBIH).
MS: m/e 768 (M+1)".

Otan D: 2-0yTokcu-7-((5-MeTun-6-(nunepunH-4-UI0KCH ) TUPUINH-3 - 1T )METHI ) UMHAa30[ 2,1 -
f][1,2,4]Tpuazun-4-amun (coemuHenue A72).

K cmecu npoaykra stama C (180 mr, HeounmenHstit) B TOY (12 mur) nobasmsumn Et;SiH (4 mim) u momy-
YeHHYI0 cMech mepemenmmBaiy pu 85°C B TeueHue HOUM. CMeCh OXJIXKIANINA 0 KOMHATHON TeMIepaTypsl U
KOHIIEHTpUpoBanu a0 cyxoctu. Ocamok mobaBmsumm TOY (8 Mi1) W MOMYyYEeHHYIO CMECh NEepPeMEIInBaIi MpH
85°C B Teuenne Houn. CMech OXJXKIAIH 10 KOMHATHON TeMITepaTypbl M KOHIIEHTPUPOBAIH 10 cyXxocTH. Oca-
JIOK ounImIaiy mpu nomouty npern-BOXKX ¢ momydennem nenesoro coennuerns (120 mr, 60% B aBa sTama).

'H SIMP (400 MTI't, IMCO-d) & 8,71-8,35 (m, 2H), 8,17 (s, 2H), 7,94 (d, J=1,6 I', 1H), 7,51 (s, 1H),
7,45-7,30 (m, 1H), 5,31-5,16 (m, 1H), 4,21 (t, J=6,4 ', 2H), 4,06 (s, 2H), 3,35-3,05 (m, 4H), 2,11 (s, 3H), 2,11-
2,01 (m, 2H), 1,95-1,80 (m, 2H), 1,74-1,60 (m, 2H), 1,44-1,32 (m, 2H), 0,92 (t, J=7,6 T'n, 3H) ppm. MS: m/e
412 (M+1)".

Coenunenne  A73: (4-amuHO-2-0yTokcunmuaaso[2,1-f][1,2,4]rpuazun-7-mi)(4-METOKCUTTHPU TAH-2 -
WJT)METAHOJ.

Otan A: (4-(6uc(4-mMeTokcHOCH3 T )aMUHO )-2-0yTokcunmuazo| 2, 1-f][ 1,2,4 [ tpuasun-7-wmm)(4-
METOKCHUITMPHIMH-2-HI)METAHO.

K epeMeliaHHOMY pactBopy 7-6pom-2-0yTokcu-N,N-ouc(4-meTokcubeH3mwn)umuaazo[2,1-
f][1,2,4]rpuasun-4-amuna (150 mr, 0,286 mmoins) B TT'® (10 mi) gobassmu mo karute H-BuLi (1,6 M, 0,45 mur,
0,715 mmoup) mipu -78°C. Ilociie mepemMemuBaHus B TeUeHHE Yaca B atMocdepe N, T00aBJISIN 10 Karlie pac-
TBOp 4-MeTokcunuKoauHabaeruna (58,6 mr, 0,48 mmons) B TT'® (2 M) npu -78°C 1 peaknuro nepeMenTnBaIm
B TeyeHue 4 4. Peakuuro racuim BoxH. NH,Cl, axcrparupoBanu EtOAc (10 mix3). KomOuaMpoBaHHBIE OpraHu-
YECKHE CJIOM TPOMBIBAJIIM COJIEBBIM PACTBOPOM, BRICymIHBaiu Haj Na,SO,, KOHIEHTPHUPOBAIN M OYUIIAIH IIPH
nomomu npen-TCX (nmerporeinsiid 3¢up/EtOAc=2:1) ¢ momydenneM meneBoro coeanneHus (42 mr, 25%) B
Buje GecreTHoOro Maciaa. MS: m/e 585 (M+1)".

Oran B: (4-amun0-2-0yTokcunmunaso[2,1-f][1,2,4]rpuazus-7-mn)(4-METOKCHIUPUIUH-2 -1 )METaHO (CO-
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enuHenue A73).

Cmech mpoaykra stana A (42 wmr, 0,072 mmons) B TOVY/Et;SiH (3 mu/0,5 min) nepemermBany npu 85°C B
Te4YeHHE HOUH. PeaknnoHHyI0 cCMeCch KOHIIEHTPUPOBAIH C MTOJIydYCHHEM 0CaKa, KOTOPHIH OYHIIAIN P IIOMOIIH
npen-BOXX ¢ noxyduernem neneBoro coenunerus (5 mr, 20%).

'H SIMP (400 M, IMCO-dg) & 8,25 (d, J=5,6 ', 1H), 8,16 (s, 1H), 8,06 (s, 1H), 7,26 (d, J=2,4 T'u, 1H),
7,21 (s, 1H), 6,88-6,86 (m, 1H), 6,14 (d, J=5,6 I'y, 1H), 6,02 (d, J=5,6 I'y, 1H), 4,18-4,04 (m, 2H), 3,85 (s, 3H),
1,71-1,53 (m, 2H), 1,43-1,31 (m, 2H), 0,91 (t, J=7,2 T, 3H) ppm. MS: m/e 345 (M+1)".

Coenunenne A74: (4-amuHo-2-0yTokcunmunazol2,1-f][1,2,4]rpuaszun-7-wn)(MHpUANH-2 -1 ) METAHOT.

Oran  A: (4-(6uc(4-meTokcubOeH3m)aMuHO )-2-0yTokcuumunaso[2,1-f][1,2,4 | rpuasun-7-wn)(mupuauH-2-
WJT)METaHOJI.

K nepeMeliaHHOMY pacTtBopy 7-6pom-2-6yTokcu-N,N-ouc(4-meTokcnbeH3mn)umuaaso[2,1-
fI[1,2,4]rpuazun-4-amuna (300 mr, 0,572 mmons) B TT'® (15 mur) npu -78°C nobasmsim o karute H-BuLi (1,6
M, 0,9 mi, 1,43 mmons). [Tocne nepememBanust B TedeHue yaca B atMocepe N, pacTBOp MHMKOJIUHAIBICTHIA
(92 wr, 0,856 mmonb) B TI'® (2 mi1) mobapisin no karmie npH -78°C 1 peaknuio NepeMenInBaiy B TeUeHue 3
gacoB. Peakmmio racwim BogH. NH,Cl, sxctparupoBamu EtOAc (30 mux2). KoMOHHNpOBaHHBIE OpraHUYECKHE
CJIOV TIPOMBIBAJIM COJIEBBIM PacTBOPOM, BhICYIIMBaIN Hajx Na,SOy4, KOHICHTPUPOBAIH U OYHIIAIH IIPH ITOMOIIH
xpomarorpaduu Ha konoHke (merpoineitnbrii 3¢up/EtOAc=3:1) ¢ momy4yeHueM neneBoro coeauneHus (240 mr,
75,7%) B Buzie GecupeTHOTO cupoma. MS: m/e 585 (M+1)".

Oran B: (4-amunO-2-0yToxcuumunaso[2,1-f][1,2,4]tpuasun-7-ni)(MApUIAH-2-WIT)METaHON (COSTUHECHHE
AT74).

Cwmech npoaykra dtana A (100 mr, 0,18 mmons) B TOV/Et;SiH (3 Mi/0,5 mur) nepememuanu npu 85°C B
Te4YeHHE HOUH. PeaknnnoHHYI0 cCMeCh KOHIIEHTPUPOBAIH C MTOJyYCHHEM 0CaKa, KOTOPHIH OYHIIAIHN P IIOMOIIH
npen-BOXX ¢ noxydaennem neneBoro coenunenus (6 mr, 10,6%).

'H SIMP (400 MI'n, IMCO-dg) 8,45 (d, J=4,4 I'u, 1H), 8,17-8,09 (m, 2H), 7,84 (t, J=7,6 T'u, 1H), 7,68 (d,
J=7,6 Ty, 1H), 7,31-7,25 (m, 1H), 7,22 (s, 1H), 6,17 (d, J=5,6 Ty, 1H), 6,06 (d, J=5,6 I', 1H), 4,16-4,02 (m,
2H), 1,69-1,52 (m, 2H), 1,47-1,29 (m, 2H), 0,91 (t, J=7,4 ', 3H) ppm. MS: m/e 315 (M+1)".

CoenuHeHnue A75: 2-6ytokcu-7-(1-(4-(mupponuauH- 1 -uaMeTin) heHuT )3 THIT) uMuAa3o[ 2, 1 -
f][1,2,4]Tprazun-4-amMuH.

Oran A: (4-(6mc(4-meTokcnOeH3MIT)aMUHO)-2-0yTokcunmuaaszo[2,1-f][ 1,2,4] tpuazun-7-wmn)(4-
(mupponuanH- 1 -HIMEe T ) EHUIT)METaHOI.

K OXJIKIEHHOMY pacTBopy 7-6pom-2-0yTokcu-N,N-0uc(4-MeTokcHOeH3WN )uMH1a30[ 2, 1 -
f][1,2,4]rpuasun-4-amuna (200 mr, 0,38 mmonb) B TT'® (8 mu) mpu -78°C (nmpomyBaemomy N»), 100aBISIN 11O
karie H-BuLi (1,6 M, 0,6 mu). [Tocne nepememmuBanus -78°C B Teuenne 30 MuH nobaBsum 4-(UppoauanH-1-
nnmetnn)oensanpaerus (100 mr, 0,57 mmons) B TT'® (2 mon). [loaydeHHYI0 CMECh ITepeMeIInBaIy MpH JaHHOK
TemriepaType B TedeHue 30 MUH U 3aTe€M HarpeBaiy 0 KT B TedeHue 2 4. Peakumio racumu pactsopom NH,Cl (2
MJI), 3KCTparuposain stuinaneraroM (10 1) 1 mpombIBaiy coneBbIM pacTBopoM (10 mir). Opranudeckuii cioi
BeIcymBaiy Hax Na,SO,4, QuibTpoBanu 1 KOHLUEHTPUPOBAIH C MOJYYEHHEM HEOUYHUIIEHHOTO NPOAYKTa, KOTO-
peiii B nanpHeimeM oummanu CombiFlash (JIXM:MeOH=6%) ¢ momydeHuem umcroro mpoxaykra (170 mr,
70%). MS: m/e 637 (M+1)".

Otan B: (4-(0uc(4-mMeTokcHOCH3 T )aMUHO )-2-0yTokcunmuazo| 2, 1-f][ 1,2,4 [ tpuasun-7-mm)(4-
(mupponuanH- 1 -uaMe T ) EeHUIT)METaHOH.

Pearent Jlecca-Maptuna (229 mr, 0,54 MMoib) m00aBIsuIH 4acTsIMHU K pacTBOpy mpoaykra stama A (170
Mr, 0,27 mmonb) B TT'® (3 mi) nipu 0°C. Tlocne nepememuBanus mpu KT B Tedenue 4 1 TCX mokaszana, 94To pe-
akmus 3aBeprieHa. PactBop racwmm pactBopom NH,Cl (5 M) u akctparuposanu stunaneratom (10 mur). Opra-
HUYECKUH CIIoH BBICYIIHBaIU Hax Na,SO,4, GMIBTPOBAIN W KOHIEHTPHPOBAIN C IOJyYEHHEM HEOUYHIIEHHOTO
NPOJYKTa, KOTOPBIH B JNasnpHeWmieM ounimany npu rnomomu CombiFlash (JIXM:MeOH=5%) ¢ nomyuyennem
npoxykta (130 Mr, 76%). MS: m/e 635 (M+1)".

Oran  C: 1-(4-(6uc(4-MeTOoKCHOCH3MIIT)aMUHO)-2-0yTokcunmunaso|2,1-f][1,2,4]rpuasun-7-un)  -1-(4-
(mupponuauH- 1 -unmern)penmn)aTad- 1-oo.

PactBop npoxyxra stana B (30 mr, 0,05 mmons) B TT'® (3 mur) mpu 0°C B atmMocepe N, oOpadaTsiBaiu 1mo
karm CH;MgBr (3M B adupe, 0,2 mi). PeakiiyonHyio cMech nepeMennBany Mpyu KT B TEYEHUE 3 4, U 3aTeM
racwn pactBopoM NH,CI (5 mur). PactBop skctparupoBanu stunamneratoM (10 mir), TpOMBIBAIHA COJIEBBIM pac-
TBOpoM (10 MuT), BRICYIIMBAIN W KOHIIEHTPUPOBAIN C MOTYYCHHEM HEOUHIIEHHOTO MPOAYKTa, KOTOPHIH Hero-
CPEJICTBEHHO TIPHMEHSIIH Ha CIIeIyIOIIEM dTane 6e3 T0TOoNHUTEeIbHOM ouncTki. MS: m/e 651 (M+1)".

Oran D: 2-6yrokcu-7-(1-(4-(muppomuaun- 1 -wimmernn)penwn)stun)umuaazol 2, 1-f][1,2,4]rpuasun-4-amuH
(coemunenne A75).

PactBop  1-(4-(6uc(4-meTokcubeH3m1)aMIHO)-2-0yTokcunmunaso[2,1-f][1,2,4 Jrpuaszun-7-mn)-1-(4-(app
onmuauH- 1 -unmermn)denun)itan-1-oma (25 mr, 0,04 Mmois) B TpuaTIIicHiIaHe (1 M) ¥ TpUPTOPYKCYCHYIO KH-
ciory (1 mi) narpesamu npu 80°C B Teuenue 1 4. PacTBOp KOHIEHTPUPOBAIH, T00ABISUIH TPUPTOPYKCYCHYIO
kucnoty (1 mi) u HarpeBanu npu 80°C B TeueHHe Houu. PacTBOpUTENb BBIMAPUBAIN A0 NOIY4YEHUS OCaaKa, KO-
Topslit omenaunBaan NaHCO;, skcTparupoBainy sTunaneraTom (5 Mit), IPOMBIBAIN COJIEBBIM PAcTBOPOM (5 Mil).
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Opranudeckuil coi BBICYMIMBAIHM, KOHIEHTPUPOBAIN U OUUINANM NpHU nomMomu mpen-BOXKX ¢ momyuenuem
npoaykra (6 mr, 40%).

'H SIMP (400 MI't, IMCO-dg) 8 9,74 (br,s, 1H), 8,15 (s, 1H), 8,06 (s, 1H), 7,46-7,37 (m, 5H), 4,48 (q,
J=8,0 T'u, 1H), 4,29 (s, 2H), 4,14-4,08 (m, 2H), 3,33 (s, 2H), 3,07-3,04 (m, 2H), 2,03-2,01 (m, 2H), 1,85-1,82
(m, 2H), 1,68-1,59 (m, 5H), 1,42-1,32 (m, 2H), 0,91 (t, J=8,0 T't;, 3H) ppm. MS: m/e 395 (M+1)".

Coenunenne  A76:  2-Oyrtokcu-7-((1-(munepuaun-3-wnmMern)- 1 H-mupazon-4-wn)mernn)umuaaszo[ 2, 1-
f][1,2,4]rprna3uH-4-amuH.

Oran A: TpeT-OyTrut 3-(OpoMMeTHI ) TUIepUANH- | -KapOOKCHIIAT.

TpeT-0yTnin-3-(ruApoKCUMETIIT ) TUIepuIuH- 1 -kapOokcunar (2,15 r, 10 mmoinb) u CBry (4,98 T, 15 MMoItb)
pactBopsii B CH,Cl, (50 mur), no6asmsmu PPh; (3,1 1, 12 MMos) pu kKoMHATHOM Temriepatype. [locie mo6as-
JICHUsI PEaKIMOHHYIO CMECh KOHIEHTPUPOBAJIH C MOJIYYCHHEM 0Ca/IKa, KOTOPBIH OYMIAIN P IIOMOIIHM XpoMa-
Torpadun Ha KojoHKe (nerponeinsiit 3¢pup/EtOAc=20:1) c momydyenuem neneBoro coeauHenus (2,3 r, 82,7%) B
Buse GecuperHoro Macna. MS: m/e 278 (M+1)".

Oran B: tper-0ytun 3-((4-popmui-1H-nmpazon-1-mwr)merun)nunepuus- 1 -kapOoKcuiar.

K nepememannoii cyciensun NaH (60%, 0,6 r, 5 mmouns) B IM® (5 mi1) nobasisu pacteop 1H-nmpazon-
4-xapbanpaeruna (0,32 r, 3,3 mmois) B JIM® (3 mur) mipu 0°C. Tlocne nepementuBanus B Teuenne 30 Mu 1006aB-
TsuTA pacTBop mpoaykra stana A (1,1 r, 4 mmons) B JIM® (3 min). 3ateM cMech NepeMenTuBaIA B TCUCHUE HOYH.
Peakunonnyro cmeck racwmm H,O (20 mi) u skerparupoBamu EtOAc (20 mnx3). KoMOMHUpOBaHHEIC OpraHmye-
CKHE CIIOM TPOMBIBAJI COJICBBIM PacTBOPOM, BBICYMHMBaIHM Halx Na,SO, KOHIECHTPHUPPOBAIH W OYHIIATIH TPH
TTOMOIITH XpoMaTtorpaduu Ha KojoHke (meTposerinbiii 3¢up/EtOAc=10:1~1:1) ¢ momy4eHreM IEeNeBOro COeIr-
nenus (420 mr, 43,4%) B Buge GecrpeTHOro Macia. MS: m/e 294 (M+1)".

Oran C: tper-OyTrn 3-((4-((4-(6uc(4-meTokcHuOeH3MT)aMHUHO )-2-0yTokcunmuaszo[2,1-f][ 1,2,4]rpuazun-7-
nn)(runpok cu)MeTmn)- 1 H-mupaszon- 1 -mwr)metwn) munepuani- 1 -kapObokcumar.

K pactBopy 7-0pom-2-0ytokcu-N,N-Ouc(4-merokcubensmn)umunaszo|2,1-f][1,2,4]rpuasun-4-amuaa (150
mr, 0,286 mmoib) B TT'® (10 mur) npu -78°C nobasisim o kxarie H-BulLi (1,6 M, 0,44 mi1, 0,71 mmons). [Tocne
HepeMeIInBaHus B TEUEHHE Yaca pacTBop mpoxaykra stana B (125 mr, 0,428 mmons) B TI'® (2 M) nobasmsim
no kare. [lomyuennyro cMech nepemeriuBanu npu -70°C B TeueHue | 4 W 3aTeM HarpeBaju JO KOMHATHON
TeMIiepatypsl B Teuenue 1 4. Peakmuro racumm Hac.BoaH. pactBopoM NH,Cl, axctparupoBamu EtOAc (10 mix3).
KomOnHNpoBaHHbIE OpraHUYECKHE CIIOW MPOMBIBAIN COJIEBBIM PAacTBOPOM, BhICYIIMBaiH Haja Na,SOy4, Guibt-
poBanmu u koHueHTpupoBasu. Ocamok ounmanu npu nomomu npen-TCX (merponeiinstit agup/EtOAc=2:1) ¢
nony4ueHrneM neneBoro coexnmaeHus (70 mr, 33%) B Buae TBEpAOro BelIecTBa Tps3HO-Oenoro mBera. MS: m/e
741 (M+1)".

Oran D: 2-0ytokcu-7-((1-(munepuaun-3-unmeTn)- 1 H-mupazon-4-min)metmn)umuaaszo[ 2, 1-
f][1,2,4]rpuasun-4-amuH (coenunenue A76).

K cmecu npoaykra stana C (70 mr, 0,095 mmons) B Et;SiH/T®VY (0,5 mi/3 M) nepemernuBaim npu 85°C
B TCUYEHHE HOYH. PeakIMoOHHYIO0 cMeCh KOHILEHTPHPOBATIHU C IOJYYEHHEM OCalIKa, KOTOPHI OYMINAIN IpHU IO-
Moy npen-B2XKX ¢ nonmyuennem neneBoro coeanHenus (24 mr, 63,4%).

'H SIMP (400 MT';, IMCO-dg) & 8,10 (s, 1H), 8,02 (s, 1H), 7,55 (s, 1H), 7,34 (s, 1H), 7,21 (s, 1H), 4,22 (t,
J=6,4 T'u, 2H), 3,93 (s, 2H), 3,88 (d, J=7,2 I'n, 2H), 2,80-2,76 (m, 1H), 2,70-2,66 (m, 1H), 2,44-2,34 (m, 1H),
2,23-2,13 (m, 1H), 1,92-1,83 (m, 1H), 1,75-1,63 (m, 2H), 1,56-1,46 (m, 2H), 1,48-1,36 (m, 2H), 1,33-1,22 (m,
1H), 1,06-0,96 (m, 1H), 0,93 (t, J=7,2 I', 3H) ppm. MS: m/e 385 (M+1)".

CoenuHeHnue ATT: 7-((6-(2-(MeTHIaMIHO )3TOKCH ) TUPHUIUH-3 -HIT)METIIT)-2-(TIeHTaH-2-
wiokcu)umunaasol2,1-f][1,2,4 Jrpuazun-4-amuH.

Oran  A: Ttper-Oytrm  (2-((5-((4-(6uc(4-meTokcuOEH3M )aMHHO )-2-(TIeHTaH-2-MIIOKCH )UMHU1a30[ 2, 1-
f][1,2,4]rpra3un-7-wn)(THAPOKCH )METHI ) TUPH T H-2-FJT)OKCH )3T )(METHIT)KapOamar.

K nepeMenaHHOMY pacTBopy N,N-6uc(4-meTokcnOeH3mn )-2-(MeHTaH-2-IOKCH ) UMK 1a30[ 2, 1 -
f][1,2,4]rpnasun-4-amuna (754 mr, 1,64 mmons) B cyxom TT'® (15 mi) npu -78°C mobamnsim o karuie H-BuLi
(2,05 mm, 3,28 mmomb). Ilocne mepememmBaHHUS B TEUEHHE IMOJydaca JAO0ABISUIA 1O Kalule pPacTBOp TPeT-
oyTun(2-((5-bopmunmupunnH-2-mr)okcH )3T (MeTrin)kapoamarta (550 mr, 1,96 mmons) B TT'® (5 mm). TTocme
J00aBJIEHUs peakiMio nepeMernBany B Tedenue 2 4. Peakunto racumm BogH. NH,Cl, akcrparnposamu EtOAc
(30 mnx2). KoMOMHMpOBaHHBIE OpPraHUYECKHE CJIOW TPOMBIBAINA COJIEBHIM PACTBOPOM, BBICYIIMBAIN HAI
Na,SO,, KOHIECHTPUPOBAJIM ¥ OYHMIIAIM MpPU IOMOIIM XpoMmarorpadpuu Ha KOJIOHKE (HETPOJICHHBIN
3¢up/EtOAc=2:1) ¢ momydeHreM IeNIeBOro coeauHeHus (256 mr, 21%) B Bue cupomna KOpUIHEBOTO 1BeTa. MS:
m/e 742 (M+1)".

Oran B: 7-((6-(2-(MeTHIaMHHO)3TOKCH ) TUPUANH-3-WIT)METHN)-2-(TIeHTaH-2-uioken ) umunaszo[ 2, 1-f][1,2,4
]rpuazun-4-amun (coenunenue A77).

Cwmech npoaykra 3tama A (256 mr, 0,345 mmois) B TOVY/Et;SiH (3 mn/3 mur) nepemermmBany nmpu 90°C B
Te4YeHHEe HOUH. PeaknnnoHHyI0 CMeCh KOHIIEHTPUPOBAIH C MTOJIyYCHHEM 0CaKa, KOTOPHIH OYHIIAIN P IIOMOIIH
npern-BOXX ¢ monyuennem neneBoro coenuaenus (20 mr).

'H SIMP (400 MTI'u, IMCO-dg) & 8,21-7,94 (m, 4H), 7,65 (dd, J=8,5, 2,0 I'u, 1H), 7,31 (s, 1H), 6,78 (d,
J=8,4I'u, 1H), 5,03-4,89 (m, 1H), 4,41 (t, J=5,2 I'u, 2H), 4,09 (s, 2H), 3,24-3,12 (m, 2H), 2,55 (s, 3H), 1,70-1,47
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(m, 2H), 1,43-1,29 (m, 2H), 1,25 (d, J=6,0 I', 3H), 0,89 (t, ]=7,2 ', 3H) ppm. MS: m/e 386 (M+1)".

CoenuHeHnue A78: 7-((5-metun-6-(2-(MEeTHIaMIHO ) 3TOKCH ) TUPUIAMH-3-HIT)METHI)-2-(TIeHTaH-2-
ninokcn)umuaaszo[2,1-f][ 1,2,4]tpuazun-4-amMuH.

Oran  A: Ttper-Oytrnm  (2-((5-((4-(6uc(4-meTokcuOEH3M )aMHHO )-2-(TIeHTaH-2-MIOKCH )UMHU1a30[ 2, 1-
f][1,2,4]rprasun-7 -uin)(TUAPOKCH )METHN )-3 -METHITTHUPUTUH-2 -FIT)OKCH )ITHIT ) (METHIT)KapOamar.

K nepeMenaHHOMY pacTBopy N,N-6uc(4-meTokcnbeH3mn )-2-(MeHTaH-2-MIOKCH ) UMK 1a30[ 2, 1 -
f][1,2,4]rpnasun-4-amuna (461 mr, 1 Mmomnb) B cyxom TT'® (10 mi) mobasnsmm no karie H-BuLli (1,25 i, 2
MMoutb) Tipu -78°C. Tlocire mepeMenuBaHus B Te€UEHHUE MOTydaca MoOaBIsIIN 10 Karuie pacTBop TpeT-OyTwi(2-
((5-popmmn-3-Me THITHPUANH-2 -1 ) OKCH )3TILUT ) (MeTIU)KapOamara (353 wmr, 1,2 mmomns) B TT'® (2 mu). Tlocie
J00aBJIEHUsI pEakLUIoO IIepeMeIlBaIn B TeueHne Houn. Peakiiro racumm Bogaa. NH4Cl, skcrparuposamn EtOAc
(30 mnx2). KoMOMHMpOBaHHBIE OpPraHUYECKHE CJIOW TPOMBIBAIM COJIEBEIM PACTBOPOM, BBICYIIMBAIN HAI
Na,SO,, KOHIECHTPUPOBAJIM ¥ OYHMIIAIM MpPU [OMOIIM XpoMmarorpaduu Ha KOJIOHKE (HETpOJICHHBIN
3¢up/EtOAc=5:1-2:1) ¢ monydenuem neneBoro coeaunenus (340 mr, 45%) B Buie cupomna KOPHIHEBOTO I[BETA.
MS: m/e 756 (M+1)".

Otan B: 7-((5-metun-6-(2-(MEeTHIaMIHO ) 3TOKCH ) TUPUIAMH-3-HIT)METHI)-2~(TIeHTaH-2-
ninokcu)umuaaszo[2,1-f][ 1,2,4|tpuasun-4-amun (coequHenne A78).

Cwmech nmpoaykra dtana A (340 mr, 0,45 mmoins) B TOVY/Et;SiH (3 mu/3 M) nmepememmBany nipu 90°C B
Te4YeHHEe HOUH. PeaknnnoHHYI0 cCMeCh KOHIIEHTPHUPOBAIH C ITOJIydYCHHEM 0CaKa, KOTOPHIH OYHIIAIHN P IIOMOIIH
npern-BOXX ¢ monyduenneM neneBoro coequHeHus (42 mr).

'H SIMP (400 MI't, IMCO-dg) & 8,58 (br,s, 2H), 8,16 (s, 1H), 8,11 (s, 1H), 7,95 (d, J=1,6 T, 1H), 7,51
(d, J=1,4 'y, 1H), 7,37 (s, 1H), 5,03-4,94 (m, 1H), 4,49-4,44 (m, 2H), 4,07 (s, 2H), 3,38-3,29 (m, 2H), 2,64 (t,
J=5,6 I'u, 3H), 2,15 (s, 3H), 1,71-1,48 (m, 2H), 1,45-1,30 (m, 2H), 1,26 (d, J=6,0 I'y, 3H), 0,89 (t, J=7,2 I'r, 3H)
ppm. MS: m/e 400 (M+1)".

Coenunenne  A79: 3-((4-amuHO-7-((6-(2-(METHIAMUHO )3TOKCH ) TUPHIMH- 3 -HIT)METHI) UIMUAa30([ 2, 1 -
f][1,2,4]Tpra3uH-2-1m1)OKCH ))reKcan-1-o11.

Ortam A: rekcan-1,3-auo.

K nmepemerrannoii cycnensun JIAT (nmuruit ammromoruapun) (0,76 T, 20 mmois) B TT'® (10 M) nobasisim
IO KaIie pacTBOp MeTmi-3-ruapokcurekcaHoara (1,46 r, 10 mmons) B TT'® (5 mur) npu 0°C. Ilocne nobaieHus
peakmmio mepememmBany TedeHne 2 4. Peakmmro racumm H,O (0,76 mur), Boga.NaOH (15%, 0,76 mu), 3atem
H,0 (2,28 M), 3atem pumbTpoBann. GUIbTpaT KOHICHTPUPOBAIHM W OYHINAIH TIPH TIOMOIIH XpoMaTorpaduu Ha
kosoHKe (metponeinsrid 3¢pup/EtOAc=2:1~1:1) ¢ momydenunem meneBoro coenunenus (634 mr, 53,7%) B Bume
O€ECIBETHOTO MacJia.

Oran B: 1-((TpeT-O0yTHIIUME THIICHIIHI ) OKCH )TeKCaH-3-0J1.

K nepemermannomy pactBopy npoaykra stana A (634 wmr, 5,37 mmons) B CH,Cl, (15 mur) no6Gasisu nMu-
naszon (730 mr, 10,74 MmMoms), 3aTeM 1o Karie go6asnsuin pactBop TBS-Cl (730 wmr, 4,83 mmons) 8 CH,Cl, (3
wi) nipu 0°C. Ilocne noGaBneHns, peakKIMOHHYIO CMECh IEPEMEIINBAIN B TeueHHe 2 4. PeakIMoHHYI0 cMech
KOHILEHTPUPOBAJIH C MOJTYYEHHEM OCajKa, KOTOPbIH OYMINAIN IIPH HOMOIIN XpoMaTorpaduu Ha KOJIOHKe (TIeT-
poneiinblit 3¢up/EtOAc=1:1) c momxydenuem nenesoro coenunenus (1,1 r, 88,2%) B Bune 6ecuBeTHOr0 Maca.

Otan C: 7-6pom-2-((1-((TpeT-Oy THIAIUMETHIICHINIT )OKCH )TeKcaH-3-1ir)okcH )-N,N-6uc(4-
MeTokcuOeH3mwn)umuaaso[2,1-f][1,2,4]tpuazun-4-amuH.

K mepemermanHOoMy pacTBopy npoaykra 3tana B (464 mr, 2 mmons) B TT'® (10 mir) nobasmsnu NaH (60%,
80 wr). TIlocme mnepememmBanwst B TedeHue 30 wMuH jmobaBimsmm  7-6pom-2-xmop-N,N-6uc(4-
MeTokcubenzmn)umuaaszol2,1-f][1,2,4]tpuazun-4-amun (488 mr, 1 mmons). [lociie qobaBIeHNs peakuio mepe-
MemmBann pu 60°C B TeueHue Houyu. PeaknmoHHyro cMmech obOpabateiBamu H,O (20 M), skcTparupoBaiu
EtOAc (15 mnx2). KoMOHHHUpOBaHHbIE OPraHMYECKHE CJION TIPOMBIBAIIM COJIEBBIM PacTBOPOM, BEICYIIMBAIIN Hal
Na,SO4, KOHIICHTPUPOBATM U OYWIIAIHM TPH TIOMOIIM XpoMaTorpaguu Ha KOJOHKE (TETPOJICHHBIN
3¢up/EtOAc=10:1) ¢ moryuennem nieneBoro coenunenus (530 mr, 77,5%) B Buzme 6ecrBeTHoro Macima. MS: m/e
684 (M+1)".

Otan D: TpeT-OyTHI (2-((5-((4-(6nc(3,4-mumetoxcunbensun)amuno )-2-((1-((TpeT-
OyTHIITMMETHIICHIAIT)OKCH )TeKcaH-3-min)okcH)umuaaso| 2,1-f][ 1,2,4]tpuasuH-7-m)(TruApOKCH ) METHIT ) TUPHITH-
2-MIT)OKCH)ITHIT)(Me THIT)KapOamar.

K pacTBopy 7-6pom-2-((1-((TpeT-Oy THITUMETHIICHIINIT )OKCH )rekcaH-3-mn)oken )-N,N-6uc(2,4-
JquMeTokcubeH 3um)umuaaszol2,1-f][1,2,4 ] rpuasun-4-amuna (700 mr, 0,939 mmons) B TT® (10 miu) mobapisiau
H-BuLi (1,8 M, 2,88 mmons) B atmochepe N, mipu -78°C. Tlocne nmepememmuBanus B Tedenue 0,5 1 mpu -78°C,
nobapnsmn TpeT-0yTrn (2-((5-popmunmupunrH-2-mn)oken )3T )(Metrin)kapoamat (400 mr, 1,429 mmoinb). Pe-
aKIIMOHHYI0 CMeCh TepeMemuBanmy B Tedenue 2,5 4 -78°C. Ilocie 3aBepIieHHs PEaKIMOHHYIO CMECh TaCHIIN
BoaH. NH4Cl (30 mu) u sxctparuposanmu JIXM (3x30 mir). KomOnHMpOBaHHBIE OpraHUYEeCKUE CIION BBICYIIHNBA-
mu Hax NaySO, M KOHIEHTPHPOBAIM MOJ BaKyyMOM C IOydeHHeM ocaaka. OcaloK OYHINa Il MpPH TTOMOIIH
xXpomartorpaduy Ha KOJOHKE C CHIIMKArelieM, JIIIONpPYs STHIIAIETaTOM B meTponeiiHoM 3¢upe (60%) ¢ momyye-
HHEM TUTYJILHOTO coemunenns (590 mr, 66%). MS: m/e 946 (M+1)".

Otan E: 3-((4-amuHO-7-(runpokcu(6-(2-(MeTHIIAMHHO )3 TOKCH ) TUPUANH-3-1IT)METHI ) uMHIa30[ 2, 1-
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f][1,2,4]Tpra3uH-2-11)OKCH ))reKcan-1-o11.

IMponykr atana D (800 mr, 0,846 MMoib) pactBopsiii B TOY (9 mu) u H,O (1 M) B atmocdepe N,. Peak-
IIMOHHYIO cMech IepemermBany B Teuenne 12 1 mpu 35°C. Tlocne 3aBeplieHns: paCTBOPUTENb YAAISIA B Ba-
kyyme. Ocanok paszBommii Bogoi (20 mn) u JIXM (20 mur) u Bogayro ¢a3y 3akucisuia npu nmomontu 1 H HCl
Ut monBeaeHus pH 1o 3HavueHus B quanasone ot 2 a0 3. Boanyro ¢aszy nmpomsBamu IXM (3x30 M) u omena-
yuBanu 2 H NaOH no 3nauenust pH paBnoro ot 13 no 14 u skcrparuposamu IXM/i-PrOH (5/1, 3x100 wmu).
KomOuHupOBaHHBIE OpraHUYecKre cJI0u BeICymuBany Hajx Na,SO,4 M KOHIEHTPHUPOBAIH IT0]T BAKYYMOM C ITOJTY-
YEHHEM TUTYJIBHOTO coeauHenus (320 Mr, HeounueHnbIi). MS: m/e 432 (M+1)".

Oran F: 3-((4-amuu0-7-((6-(2-(MeTHIAMUHO )3TOKCH ) TUPUANH-3 -1 )MeTin )umuaszo[ 2, 1-f][ 1,2,4 rpuasun-
2-un)okcu)rexcan-1-on (coenuaenne A79).

IIponykt atama E (320 mr) pactBopsii B TOY (5 M) u Et;SiH (5 M) B atmocdepe N,. Peaknmonnyro
cMmech nepememuBanu B TeueHue 12 1 npu 90°C. Ilocne 3aBepiieHus pacTBOPUTENb yaansiau B Bakyyme. Oca-
JIOK pazBoauy Booi (20 mir) n JIXM (20 mi) n Boanyto ¢asy 3axucisimu 1 H HCI no 3nayenust pH paBHoro ot
2 no 3. Boxnyro azy mpomberBaiu JIXM (3x20 mur) u omenaunBanu 2 H NaOH no 3Hauenus pH paBHoro ot 13
1o 14 u sxctparupoBamm JIXM/i-PrOH (5/1, 3x60 mi). KoMOMHMpOBaHHBIE OPTaHMYECKHUE CIIOWU BBICYITUBAIH
Hag Na,SO, M KOHICHTPUPOBAJIM B BaKyyMe C IOJydeHHeM ocanka. OcaJoK OYHMIIAIM MPU IIOMOIIM Iper-
BOXX c nonydyeHneMm TUTYJIbHOTO coequHeHus (15 mr).

'H SIMP (400 MTI'ti, CD;0D) & 8,09 (s, 1H), 7,62 (d, J=8,4 ', 1H), 7,33 (s, 1H), 6,77 (d, J=8,4 T'ny, 1H),
5,24-5,10 (m, 1H), 4,37 (s, 2H), 4,15 (s, 2H), 3,70-3,56 (m, 2H), 2,99 (s, 2H), 2,47 (s, 3H), 1,98-1,79 (m, 2H),
1,77-1,53 (m, 2H), 1,50-1,33 (m, 2H), 0,91 (t, J=7,2 T';, 3H) ppm. MS: m/e 416 (M+1)".

CoenuHenue A80: 7-((6-(2-(MeTHIaMIHO )3TOKCH ) TUPUITUH-3 -1IT)MeTHI)-2-((TeTparunpodypan-3-
nn)Metokcu)umunasol2,1-f][1,2,4 ] rpuazun-4-amuH.
Oran A: tpeT-0yTHin(2-((5-((4-(6uc(4-mMeTokcnOeH3MIT)aMuHO)-2-((TeTparuapodypan-3-

min)MeTokcu)umunasol2,1-f][1,2,4 | rpuazun-7-wn)(THIPOKCH )METHIT) TAPUINH-2 -
WIT)OKCH)3THI)(METHI))KapOamar.

K  pactBopy  7-O6pom-N,N-6uc(4-meTokcuben3mn)-2-((TeTparuapodypaH-3-mi)MeTOKCH )uMuaa3o[ 2, 1-
f][1,2,4]rpuasun-4-amuna (134 mr, 0,24 mmoip) B TT'® (8 Mur) nobasmisum mo karute pactsop H-BuLi (1,6 M, 0,3
w1, 0,48 MMoJIB), O/IEepKUBasi TEMIIepaTypy B quanasoHe ot -75 no -65°C. Chycts 1 4 mo karuie Jo0aBisian
cycrnensuto Tper-0ytun (2-((5-hopMmmupuIuH-2-1ia)oken )3T )(Metwn)kapoamara (100 mr, 0,36 Mmois) B
TI'® (2 ma). IonyueHHyro cMmech nepeMemnuBany npu -70°C B TedeHue 2 4 U 3aTeM HarpeBalu 10 KOMHAaTHOMN
TeMIlepaTypsl B TeueHne Houu. Peakiuio racunm HackimeHHsli pactBopoM NH,Cl, skcrparupoBamu EtOAc (20
MJIx3), IPOMBIBAJIA COJIEBBIM PacTBOPOM, BICYyIMBanu Haa Na,SO,, GuibTpoBanu u KoHIEHTpupoBaiu. Oca-
Z0K OHUIIATH TP MOMOIIH npen-TCX ¢ noxyuenuem ueneBoro coeaunenus (160 mr, 88%). MS: m/e 756.9
(M+1)".

Oran B: 7-((6-(2-(MeTHIaMUHO )3 TOKCH ) TUPUIANH-3 -ui)MeThN)-2-((TeTparuapodypan-3-
nin)Merokcu)umunasol2,1-f][1,2,4 rpuazun-4-amun (coenunenne A80).

K cmecu npomykra atama A (160 mr, 0,21 mmons) B TOY (4 M) nodasismu Et;SiH (4 MiTr) 1 mosTrydeHHYTO
cMmech nepemernmBany mpu 85°C B Teuenue 4 4. CMech oXJakaaal 10 KOMHATHOW TeMIepaTypbl U KOHIIEHTPH-
poBasn 10 cyxoctr. K ocaaky mo6asinsumn TOY (5 mi) u peakiuio HarpeBanu npu 80°C B Teuenne Houn. CMech
KOHIIEHTPUPOBAJIN U OCAJIOK OYHIIAIH TpH rmomomy npern-BOXKX ¢ momydenuem neneBoro coenuaenus (19 mr,
22,6%).

'"H SIMP (400 MT'i, IMCO-dq) & 8,18 (s, 1H), 8,12 (s, 1H), 8,08 (s, 1H), 7,63 (d, J=8,3 I';, 1H), 7,29 (s,
1H), 6,74 (d, J=8,4 I'n, 1H), 4,27 (t, J=5,5 'y, 2H), 4,23-4,16 (m, 1H), 4,13-4,08 (m, 3H), 3,77 (t, J=7,6 'y, 2H),
3,68-3,61 (m, 1H), 3,54-3,48 (m, 1H), 2,86 (d, J=5,3 T'u, 2H), 2,64 (dd, J=13,6, 6,9 I'y, 1H), 2,34 (s, 3H), 2,03-
1,95 (m, 1H), 1,66-1,61 (m, 1H), ppm. MS: m/e 400 (M+1)".

Coenunenne A81 u coennnenne A82: (R wmm S) 3-((4-amuHO-7-((6-(2-(METHIAMHHO)3TOKCH ) TUPUIUH-3 -
wi)Metwi)umunasol2,1-f][1,2,4|tpuasun-2-nn)okcu)rekcan-1-on, u (S wmu R)  3-((4-amuHO-7-((6-(2-
(METHIIaMUHO )3TOKCH ) TUPUANH-3 -1 )MeTri )umMuaso| 2, 1-f][ 1,2,4] rpuaszun-2-wmn)okcu)rekcan- 1 -our.

CoennHeHme A79 3-((4-amunO-7-((6-(2-(METHIAMUHO )3TOKCH ) TAPUIANH-3 -1 )METHIT ) UMUa30[ 2, 1 -
f][1,2,4]rprasun-2-mn)okcu)rexcan-1-om (70 mr, 0,168 MMOIIB) pa3aensiu Ha aBa onTHYeckux n3omepa Coenu-
Henue A81 u coenuaenne A82 mpu momontu npen-CK®X ¢ nonydennem coenunenns A81 (18 mr), u coennne-
Hust A82 (38 mr). YcenoBus npen-CKOX npuBeneHsl HUKE.

Kononka Chiral PAK AD-H

Pazmep xomonku B cM*x25 cM, 5 MKM

MobGunbHas dasa [Cekcan (2 MM NH3-MeOH): UTIC = 75: 25
CKOpOCTb TOKA U5 mun/mMuH

JInuHa BOJNHBI Y®: 220 um

Temneparypa R5°C

Coemmnenne A81 (R mmu S onraeckuit msomep 1): 'H SIMP (400 MTI', CD,0D) & 8,09 (s, 1H), 7,62 (d,
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J=8,4 T'n, 1H), 7,33 (s, 1H), 6,77 (d, J=8,4 Ty, 1H), 5,24-5,08 (m, 1H), 4,37 (t, J=5,2 ', 2H), 4,15 (s, 2H), 3,65
(d, J=4,8 I', 2H), 2,99 (s, 2H), 2,45 (s, 3H), 1,95-1,82 (m, 2H), 1,78-1,56 (m, 2H), 1,49-1,32 (m, 2H), 0,91 (t,
J=7,2 T, 3H) ppm. MS: m/e 416 (M+1)".

Coenuuenne A82 (S wi R onTuueckuii mzomep 2): 'H SIMP (400 MI't, CD;0D) & 8,09 (s, 1H), 7,62 (d,
J=8,4 T'u, 1H), 7,33 (s, 1H), 6,77 (d, J=8,4 T'n, 1H), 5,22-5,13 (m, 1H), 4,36 (t, J=5,2 'y, 2H), 4,15 (s, 2H), 3,66
(d, J=4,8 'y, 2H), 2,96 (s, 2H), 2,45 (s, 3H), 1,97-1,77 (m, 2H), 1,77-1,54 (m, 2H), 1,49-1,32 (m, 2H), 0,91 (t,
J=7.2 T, 3H) ppm. MS: m/e 416 (M+1)".

CoennHeHme AS83: 7-((6-(2-(MeTHIaMUHO )3TOKCH ) TAPUIAH-3 -HT)METHI )-2-(TIeHTaH-3 -
minokcn)umuaaszo[2,1-f][ 1,2,4]tpuazun-4-amMuH.

Oran A: N,N-6uc(4-metokcuben3nn)-2-(nenTad-3-miokcu)umunaso[2,1-f][1,2,4 | rpuazun-4-amuH.

K pactBopy menTan-3-omna (88 mr, 1 Mmons) B TT'® (10 mur) nobasmsumu NaH (60%, 80 mr, 2 mmons) mpu 0
rpagycoB. PeakninoHHyr0 cMech nepeMenInBani Ipu KOMHATHOU TemmepaTtype B TeueHue 20 MuH. 2-xaop-N,N-
6uc(4-meroxcubenzmm)umunasol2,1-f][1,2,4]rpuazun-4-amun (204 mr, 0,5 mmouns) mobaBisin K cmecH. Peak-
MUOHHYIO CMech TiepeMenuBany npu 70 rpagycax B TedeHHUE HOUM. [J00aBIsUIM BOMHBIA PACTBOP XJIOPHUIA aM-
MOHHS, U CMECh IKCTPAarHpOBai dTHianetaToM. KOMOWHUPOBAHHBIC OPTaHUYCCKUE HKCTPAKTHI BBICYIIUBAIN
HaJ cynb(haToM HaTpuUs, QIBTPOBAIN U BBITAPUBAIN. HeOUHIIeHHBIH IPOAYKT OYHIAIN MPH TOMOIIN XpoMa-
Torpaduy Ha KOJIOHKE C MONyYeHHEM THTYIEHOTO TIPoayKTa (220 Mr, 95,6%). MS: m/e: 462 (M+1)".

Oran B: TpeT-0yTHi(2-((5-((4-(6uc(4-MeToKCHOCH3MIT)aMUHO )-2-(TIEHTaH-3 -HIIOKCH ) UMK 1a30[ 2, 1 -
f][1,2,4]rpra3un-7-wn)(TUAPOKCH )METHIT ) TUPH TMH-2-FJT)OKCH )3T )(METHIT)KapOamar.

K pactBopy N,N-6uc(4-metokcubensmn)-2-(menran-3-miokcn)umunasol2,1-f][1,2,4]tpuazun-4-amMmruna
(220 wmr, 0,48 mmomb) B TT'® (8 mu) nobasnsum o karute pactsop H-BuLi (1,6 M, 0,44 mu, 0,72 MMOJTb), 1TOJI-
JIepXKHUBasi TeMIIepaTtypy B aumamazoHe oT -75 g0 -65°C. Croycts 1 4 mo0OaBisiid MO Karuie CYCIICH3HIO TPET-
oyTni(2-((5-popMumUpUIUH-2-1T)0KCH )3T )(MeTrin)Kapoamara (200 mr, 0,72 mmons) B TI'® (2 mu). [Tomy-
YEeHHYIO0 cMech niepeMenuBanu npu -70°C B TedyeHue 2 4 U 3aTeM HarpeBajiu 10 KOMHATHOU TeMIepaTypsl B Te-
yeHue Hour. Peaknmro racuiy HackimeHHBIM pacTBopoM NH,CI, sxctparupoBaim EtOAc (20 mix3), mpoMbIBa-
JIM COJICBBIM PacTBOPOM, BeICymuBanu Hag Na,SO,4, GIBTpOBANIU U KOHIEHTpUpoBau. OCaJoK OYHIIATH MPH
nomomu npen-TCX ¢ monyuennem nenesoro coeaunenns (120 mr, 47%). MS: m/e 742 (M+1)".

Otan C: 7-((6-(2-(MeTHIaMHIHO )3 TOKCH ) TUPUANH-3 -1JT)METHIT)-2-(TIeHTaH- 3 -MI0KCH )uMHIa30[ 2, 1 -
f][1,2,4]rpuasun-4-amuH (coenuuenue A83).

K cmecu npoaykra stana B (120 mr, 0,161 mmomns) B TOVY (4 M) mobasmsumn Et;SiH (4 M) u momyden-
HYI0 cMech nepemermBainy npu 85°C B Teuenne 4 4. CMech OXJTaKIAIH JO KOMHATHOW TEMITEpaTyphl U KOHIICH-
TpupoBanm 10 cyxocTu. K ocanky mo6asmsmmn TOY (5 mi) u peaknuto HarpeBanu npu 80°C B TeUeHHE HOYH.
CMech KOHIIEHTPUPOBAIH B BaKyyMe M OCaIOK OYHINAIN Ipu momouy npern-BOXKX ¢ momxydeHuneMm meiaeBoro
coenuHeHU (25 Mr, 38,6%).

'"H SIMP (400 MT'i, IMCO-de) & 8,11 (s, 2H), 8,00 (s, 1H), 7,60 (d, J=8,5 ', 1H), 7,30 (s, 1H), 6,74 (d,
J=8,4 T'u, 1H), 4,82-4,74 (m, 1H), 4,28 (t, J=5,5 I'n, 2H), 4,07 (s, 2H), 2,89 (t, J=5,4 'y, 2H), 2,37 (s, 3H), 1,64-
1,58 (m, 4H), 0,87 (t, J=7,3 ', 6H) ppm. MS: m/e 386 (M+1)".

CoeauHenue A84: 2-(rekcaH-3-mwiokcu)-7-((6-(2-(MEeTHIAMHHO )3TOKCH ) TAPHTUH-3 -
win)Mmetwi)umunasol2,1-f][1,2,4 Jtpuazun-4-amuH.

Oran A: 2-(rexcan-3-mnokcu)-N,N-6uc(4-merokcnbensmmumuaasol 2, 1-f][1,2,4 ] rpuazun-4-amMuH.

K pactBopy rekcan-3-omna (102 mr, 1 mmoins) B TI'® (10 mur) nobasustimu NaH (60%, 80 mr, 2 MMoJIb) pu
0 rpagycoB. PeakimoHHyI0 cMech IepeMEeNINBalIi IPH KOMHATHON TeMIiepatype B Tedenue 20 MuH.

2-x10p-N,N-6mc(4-mMeroxcnoensmn)umuaazo[2,1-f][1,2,4]rpuazun-4-amun (204 mr, 0.5 MMOJb) 100aBIs-
T K cMecH. PeakimoHHyt0 cMech mepemMermBany npu 70 rpamycax B TedeHUe HOUH. J[0OaBISsIIA BOMHBIA pac-
TBOP XJIOPHIa aMMOHHS I CMECh dKCTPAarupOBali dTIIaneTatoM. KoMOMHUPOBaHHBIE OPraHUIECKHUE IKCTPAKTHI
BBICYIIMBANK HaJ Cynb(aTroMm HaTpus, GUIBTPOBANTH M BHINApUBAIN. HeounImeHHBIH NMPOTYKT OYUINAIHA TPH
TOMOLLH xpomartorpadui Ha KOJIOHKE C MOJyYCHHWEM THUTyJbHOTO mpoxykra (260 mr, 100%). MS: m/e: 476
(M+1)".

Otan B: tpeT-0yTHin(2-((5-((4-(6uc(4-meTokcnOEH3MIT)aMHHO )-2-(TeKCaH-3 -II0KCH )uMH 1a30[ 2, 1 -
f][1,2,4]Tpra3uH-7-ww1)(THIPOKCH )METHUIT ) TUPHU IUH-2 -1 ) OKCH ) THLT ) (METHLUT ) KapOamar.

K pactBopy 2-(rexcan-3-miokcu)-N,N-6uc(4-meTokcubensmwn)umunaso|2,1-f][1,2,4]rpuasun-4-amuna
(260 wmr, 0,5 mmoinp) B TT'® (8 mur) mobarisiin o karute pactBop H-BuLi (1,6 M, 0,44 mu, 0,72 MMoIb), TIOA-
JICpXKHUBasi TEMIIepaTypy B auamazoHe oT -75 jo0 -65°C. Cmoycts 1 4 mo0OaBisid MO Karuie CYCIICH3HIO TPET-
oyTri(2-((5-bopmunmupunuH-2-mr)okcH )3T (MeTrin)kapoamara (200 mr, 0,72 mmois) B TT'® (2 mun). Tlomy-
YeHHYIO0 cMech TiepeMentuBaiy npu -70°C B TedeHue 2 9 U 3aTeM HarpeBajy 10 KOMHATHOW TeMIiepaTyphsl B Te-
yeHue HOuM. Peakruro racunm HackimieHHbIM pactBopoM NH,CI, sxerparuposanu EtOAc (20 mux3), mpombiBa-
JIU COJIEBBIM PacTBOPOM, BhICyIMBanu Hag Na,SO,4, GuimbTpoBamy u KOHIEHTpUpoBain. Ocazok OYHIIIN TIPH
nomomntu nipen-TCX ¢ momyuennem renesoro coequnenus (130 mr, 34,4%). MS: m/e 756 (M+1)".

Oran C: 2-(rexcaH-3-miokcn)-7-((6-(2-(METHIAMHHO )3TOKCH ) TUPUTUH-3 -HIT )METHI ) UMUIa30[ 2, 1-
f][1,2,4]rpuasun-4-amuH (coenuuenue A84).

K cmecu nponykra stana B (130 mr, 0,172 mmons) B TOVY (4 mi) no6aensum Et;SiH (4 M) u monyues-
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HyI0 cMech nepemernBainy npu 85°C B Teuenue 4 4. CMech OXJIaKJaId JO KOMHATHOM TeMIlepaTypbl U KOHIICH-
TpupoBaiu a0 cyxoct. K ocanky mobasisimm TOY (5 mi) u peakuuro HarpeBanu npu 80°C B TeueHHE HOYH.
CMech KOHIIEHTPUPOBAIN B BaKyyMe M OCaIOK OYHINAIN Ipu momomy npern-BOXKX ¢ momxydeHneMm meiaeBoro
coenmaeHus (12 mr, 16,9%).

'H SIMP (400 MI'i, IMCO-de) & 8,11 (s, 2H), 8,00 (s, 1H), 7,60 (d, J=8,4 T'u, 1H), 7,31 (s, 1H), 6,74 (d,
J=8,6 I', 1H), 4,89-4,83 (m, 1H), 4,30 (t, J=5,5 I'u, 2H), 4,07 (s, 2H), 2,94 (s, 2H), 2,39 (s, 3H), 1,61-1,54 (m,
4H), 1,38-1,26 (m, 2H), 0,87 (t, J=6,9 I'n, 6H) ppm. MS: m/e 400 (M+1)".

Coenunenne A85: 3-((4-amuHO-7-(4-(2-(MeTHIIAMUHO)3TOKCH )OeH3m )umunaszo[2,1-f][1,2,4]rpuaszun-2-
WIT)OKCH)TeKcaH-1-01.

Oran A: 2-((TpeT-0yToKCcHKapOOHMT)(METHIT)aMHUHO )ITHII METaHCYTh(OHAT.

K 0°C pactBopy Tper-OyTuin-(2-rugpokcudtin)(metmn)kapbamara (3,5 r, 20 mmons) B TT'® (40 M) mo-
oapmsun DIEA (7,8 T, 60 MmMouts), a 3aTeM mo0aBisutu mo kamie MsCl (3,4 T, 30 mmons). [TonyueHHyo cMmech
HepeMeIInBay Mpu KT B Tedenue 2 4. Cycnensnio ¢puibTpoBanu U Gpuibtpat pasBoawian DA (100 mi), mpombl-
Bany cosieBbIM pacTtBopoM (100 Mix3), BeicymuBany Hajg Na,SO4 M KOHIIGHTPUPOBAIH TIPY MOHMKEHHOM J1aB-
nenun. OcaoK OYHMIIAIM NPH MoMon Xxpomarorpaduu Ha kosonke (I19/9A=3:1) ¢ momydeHHeM TUTYIHFHOTO
coenuHeHus (3,1 r, HeouuIeHHbIH). MS: m/e 254 (M+l)+.

Oran B: tper-0yTin-(2-(4-dpopmuindeHokcu)aTn)(MeTHiI)Kapoamart.

Cmech  2-((Tper-OyTOKCHKapOOHMII)(METHI)aMHHO )3THIMeTaHCybonata (1,5 T, HEOUYHWIIEHHBIH), 4-
ruapokcuder3anbaeruaa (800 mr, 6,5 mmoinb) u K,COs (2,5 1, 18,1 MmMois) B JIM® (10 mi1) mepemernmmBaiy mpu
60°C B Teuenue 16 4. Cmech pazsogmwinu DA (50 mi), pumsTpoBami. OUIbTpaT MPOMBIBAIIN COJEBBIM PACTBO-
poM (20 mix3), BeicymmBany Haj Na,SO4 M KOHIIEHTPUPOBAJIM IIPH MOHIKEHHOM JaBiieHnH. OcaloK O4HIIaIn
pu oMoy xpomatorpadum Ha komonke (IT3/9A=4:1) ¢ nmomydenuem TuTyapHOTO coemnuaenus (105 mr, BbI-
xon: 4% B 1Ba oTama). MS: m/e 280 (M+1)".

Oran C: tper-0ytnin(2-(4-((2-((1-(6en3mmokcu)rekcan-3-nun)okcn)-4-(6nc(2,4-TMMeTOKCUOCSH3IT)aMUHO )-
nmuznaso[2,1-f][1,2,4]rpuazn-7-un)(ruaApoKCH )METHIT ) PEHOKCH)ITHIT ) (METHIT)KapOamar.

K pactBopy 2-((1-(6en3mmokcu)rekcan-3-min)okcu )-N,N-0uc(2,4-mumeTokcnOeH3mI ) MK Ia30[ 2, 1 -
f][1,2,4]rpuazun-4-amuHa (156 mr, 0,24 mmone) B TT'® (2 M) mobasmsmu H-BuLi (1,6 M, 0,3 M, 0,48 MMoI1b)
npu -78°C B atmMoctepe N,. Cmech nepemennBany npu -78°C B teuenne 20 muH. 3ateM npu -78°C k cucreme
J00aBISITM pacTBOp TpeT-0yTHin-(2-(4-popmmnpenoxcn)atmn)(mermn)kapdbamara (102 mr, 0,36 mmons) B TI'®
(2 m). Peaknuro nepememmBany B TedeHue 30 MUH, B 3aTEM HarpeBajd O KOMHATHOHN TEeMIEpaTyphl U mepe-
MemmuBalK B TedeHue 2 4. Peaknuro racvimu HackimeHHbiM NH,4Cl (20 mit) ipr KOMHATHOM TEMIIEPAType U OKCT-
parupoBaimn DA (10 mux3). KoMOMHMpOBaHHYIO OpraHMYecKylo (a3y HPOMBIBAIM COJIEBBIM pacTBopoM (10
MJiIx3), BeicymuBanu Haja Na,SO4 U KOHIIEHTPUPOBAIH IPU TOHWKEHHOM JaBlieHUH. OcaoKk OYHUILAIN MPH O-
MOTIIH i(pOMaTOFpa(I)I/II/I Ha KOJIOHKE C MOJYYCHHEM THTYIbHOTO coequaeHus (80 mr, Berxoa: 36%). MS: m/e 921
M+1)".

Oran D: TPEeT-0yTHI (2-(4-((4-(6mc(2,4-mumeTokcnOeH3mT)aMuHO )-2-(( 1 -rumpokcurekcan-3-
nn)okcn)ummuaazo[2,1-f][1,2,4]rpuazun-7-nin)MeTnn ) peHOKCH)ITHIT)(METHIT ) KapOamar.

Cmech  TpeT-OyTmin-(2-(4-((2-((1-(6er3mnokcn)rekcan-3-mi)okcu)-4-(6uc(2,4-TMMe TOKCHOSH3UIT ) aMUHO ) -
nmuaazo[2,1-f][1,2,4]tpuazun-7-un)(TruAPOKCH )MEeTHI ) peHOKCH )ITIIT )(MeTrHi ) kapbamata (60 mr, 0,065 MMoIb)
u Pd/C (Bnaxnsii, 60 mMr) B MeOH (2 mi) nepemermBanu B atmocdepe H, npu kt B Teuenue 2 nHeid. Cmech
¢unbTpOBAIN, ¥ GUIBTPAT KOHLIEHTPUPOBAJIH C MTOJYYEHHUEM TUTYJIBHOTO poaykTa (50 mr, Beixox: 94%). MS:
m/e 815 (M+1)".

Otan E: 3-((4-amuHO-7-(4-(2-(MeTIIIaMUHO )3TOKCH ) OeH3mT )uMuaa3o[ 2, 1-f][ 1,2 4 rpuazun-2-
WI)oKcH)rekcan-1-om (coenunenue A85).

Tpet-0yTnin-(2-(4-((4-(6nc(2,4-mumeTokcrOeH3 1T )aMuHO )-2-(( 1 -THAPOKCUTEKCaH-3-HIT)0
ken)umuaaszo[2,1-f][1,2,4]tpuazun-7-un)metnn)peHokcn )aTmwn)(Metmwn)kapdbamar (50 wmr, 0,06 Mmonb) B
TOY/H,0 (9:1, 5 M) mepemMemuBaIyi Mpu KT B TeueHre 16 4. Peaknuio KOHIIEHTPUPOBAIH MPH MOHWKCHHOM
nasinennn. Jo6asmsum 2 M HyO. Cmecs nmepememuBanu npu KT B Teuenme 20 MuH, 3aTeM (QUIHTPOBAIH.
@unprpaTt skcrparupoBanu XM (20 mux2) ans ynaneHus npuMeceid. BonHbIM cioif omienayuBaiM BOJH.
NaOH(4M) no pH 6ounee 10, sxcrparupoBanu JIXM/UIIC (5:1, 3 max5). KomOuHnpoBaHHBIE SKCTPAKTHI MPO-
MBIBAJIH COJICBBIM PAcTBOPOM (5 Mirx3), BeicymuBaiy Haa Na,SO,, KOHIIEHTPUPOBAIN U OYHUINAIH MPH TOMOIIN
npen-TCX (AXM/MeOH(NH;)=10:1) ¢ moxyuenneM TUTYJIEHOTO coequHeHus (5 MT, BEIXoa: 12%).

'H SIMP (400 MTI', CD;0D) & 7,32-7,23 (m, 3H), 6,94 (d, J=8,8 I'u, 2H), 5,26-5,11 (m, 1H), 4,26-4,19
(m, 2H), 4,18-4,11 (m, 2H), 3,75-3,54 (m, 2H), 3,46-3,37 (m, 2H), 2,77 (s, 3H), 1,95-1,82 (m, 2H), 1,77-1,61
(m, 2H), 1,49-1,37 (m, 2H), 0,92 (t, J=7,2 ', 3H) ppm. MS: m/e 415 (M+1)".

Coenunenne A86: 3-((4-amuHO-7-((6-(3-(METHIIAMHUHO )TIPOTIOKCH ) TUPHUTUH-3 -HIT)METHIT ) UMUAa30[ 2,1 -
f][1,2,4]Tpua 3uH-2-1)OKCH)reKcan-1-oi1.

Oran A: Tpet-0ytnia (3-((5-popmunmupuanH-2-11)OKCH )P )(METHI)KapOamart.

Cmech 6-XJIOPHUKOTHHAJIbAETH A (400 MI, 2,84 MMOJIb), TPeT-OyTHII (3-
runpokcunpornmwi)(Metmwi)kapbamata (600 mr, 3,17 mmois), Pdy(dba); (180 wmr, 0,20 mmomns), RuPhos (187
Mmodb, 0,40 mmoites) u Cs,COs3 (2,3 1, 7,0 MMoItb) B muokcane (5 mur) nepememuBany npu 100°C B TeueHue 4 4.
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Cwmechb obpabatsiBamy 20 Mt DA u 20 M H,O. Cmeck ¢mibTpoBany uepe3 LEIUTOBYIO HPOKIAIKy. BomHbIH
cioit akcTparupoBa DA (20 mix2). KoMOnHMpOBaHHBIE OpraHMYECKHE BEIECTBA MPOMBIBAIM COJIEBBIM pac-
tBopoM (30 murx3), BeicymmBaiu Hag Na,SO4 ¥ KOHIEHTPHPOBAIN TIPH MOHMKEHHOM JaBieHuu. Ocagok OvH-
Ay TIpH oMoIX Xpomarorpaduu Ha konoHke (I13/9A=2:1) ¢ moaydeHneM TUTyIpHOTO coequuenus (490 wmr,
BEIXOI: 59%). MS: m/e 295 (M+1)".

Oran B: TpeT-0yTrn(3-((5-((2-((1-(6en3mmokcu)rekcan-3-mun)okcn)-4-(onc(2,4-
JTuMeToKcrOeH3m )aMuHo )umuaszo[2,1-f][1,2,4 Jtpuazun-7-mn)(THIPOKCH )METHIT ) TAPUIUH-2 -
WIJT)OKCH)TIpOTTHUT ) (METHIT ) KapOamar.

K pacTBopy 2-((1-(6en3mnokcn)rexcan-3-min)okcu)-N,N-0unc(2,4-mumeTokc b e 3w ) uMuIaso[ 2, 1 -
f][1,2,4]rpuasun-4-amuna (642 mr, 1,0 mmoins) B TT'® (5 M) pobasmsumm vH-BuLi (1,6 M, 1,5 mu, 2,4 MMoIIb)
nipu -78°C B atMocdepe N,. Cmech nepememmBany npu -78°C B Teuenue 20 muH. 3atem npu -78°C k cucreme
no0aBs pacTBop TpeT-0yTHi-(3-((5-popmunmupuaun-2-mi)oken)nponmn)(MeTnia)kapbamara (480 mr, 1,6
mmoinb) B TT'® (3 mi). Peakumio nepemermBany B Teduenre 30 MUH, U 3aTeM HarpeBaJnd 10 KOMHATHOW TeMIle-
patypsl U nepeMenBaiy B TedeHue 2 4. PeakimonHyto cmech racmmm HackinieHHsIM NH4Cl (20 M) mpu kom-
HaTHOW Temmepatype u 3kcTparupoBam DA (10 max3). KoMOMHUPOBaHHYIO OpraHWYECKYIO (ha3y TpOMBIBAIN
cosreBbIM pactBopoM (10 mix3), BeicymmBany Hag Na,SO4 U KOHIEHTPUPOBAIW TPH MOHMKCHHOM IaBJICHUU.
Ocanok OYMIIAIN MPY TTOMOIIM XpoMarorpauy Ha KOJOHKE C HOIyYeHHEM THTYJIbHOTo coenuHeHus (510 wmr,
BEIXO: 54%). MS: m/e 936 (M+1)".

Otan C: tpeT-0yTHi(3-((5-((4-(6uc(2,4-numerokcnodeH3mwn)amuHo)-2-((1-rugpokcurexcan-3-
win)okcn)umuaasol2,1-f][ 1,2,4]rpuazns-7-mn)(TruApOKCH ) METHI ) TUPHIUH-2 -1JT) OKCH ) TIPOTIHIT ) (METHIT)KapOamar.
Cmech TpeT-0yTri-(3-((5-((2-((1-(6en3unokcu)rekcan-3-m)okcu )-4-(omc(2,4-

nuMeToKcrOeH3m )aMuHo )umuaaszo[2,1-f][1,2,4 Jtpuazun-7-mn)(THIPOKCH )METHIT ) TAPUIUH-2 -
nn)okcu)nponwn)(metui)kapbamara (120 mr, 0,128 mmons) u Pd/C (Bnaxnsrit, 120 mr) B MeOH (4 mun) nepe-
MemmBa B atMocepe H, mpu kT B Teuenue 5 naei. CMech QUIBTPOBAIH, U QUIBTPAT KOHIIEHTPUPOBAIIN C
MOJTydeHHUEM TUTYJIbHOTO MpoaykTa (100 Mr, HEOUHIIIEHHBIH), KOTOPHI HEMOCPEACTBEHHO MPUMEHSIIA Ha Clie-
ayroueM >tane. MS: m/e 846 (M+1)".

Oran  D:  3-((4-ammHo-7-(ruapoxcu(6-(3-(METHIaMIHO ) IPOTIOKCH ) TMPUANH-3-WT)METHI ) UMK 1a30[ 2, 1 -
f][1,2,4]Tpra3uH-2-11)OKCH ))reKcan-1-o11.

Tper-6yTnn(3-((5-((4-(6uc(2,4-mumeToxcuben3mn)aMuHo )-2-(( 1 -ruapokcurexcan-3-mi)o
ken)umuaasol2,1-f][ 1,2,4]tpuasus-7-mn)(TruapOKCH ) METHI ) TUPH IHH-2 -1 )oK H )iponvit ) (MeTii)kapoamat (100
mr, HeounineHHsil) B TOY/H,0 (9:1, 5 mu) mepemernBany npu KT B Te4eHue 16 4. PeaknmoHHyro cMech KOH-
HEHTPUPOBAIIN TIPU TOHIKeHHOM JaBiennd. Jlo6asismu 2 min H,O. Cmech nepememmBany npu KT B Teuenue
30 muH, 3aTeM ¢wibTpoBann. @uneTpar skcTparupoatn JAXM (5 mnx2) s ynaneHus npuMeceid. BomHbri
cioit omeraynBanu BogH. NaOH (4M) no pH 6oiee 10, sxctparuposamu AXM/UIIC (5:1, 10 mix3). KomOuHu-
pOBaHHBIE SKCTPAKTHI IPOMBIBAIN COJEBBIM pacTBOpoM (10 mix3), BeicymmBanu Haa Na,SO,, KOHIIEHTPUPOBa-
JIM C TIOJyYeHHEM THTYJIBHOTO COeIMHEHNs (45 Mr, HeounIeHHbli). MS: m/e 446 (M+1)".

Oran E: 3-((4-amuHO-7-((6-(3-(MEeTHIAMUHO )IPOTIOKCH ) TUPUANH-3 -1 )MeTHn )umuaszo[2,1-f][1,2,4]tpua
3UH-2-W)OKCH)rekcaH-1-o1 (coeauaenne A86).

Cmech 3-((4-amunHO-7-(THIpokcH(6-(3-(METHITAMHHO )ITIPOTIOKCH ) TUPHTAH-3 - T )METHIT ) UMUAa30[ 2,1 -
f][1,2,4]rprasun-2-mn)okcu)rekcan-1-oma (45 mr, HeounteHHsiin), TOY (2,5 mm) u Et;SiH (2,5 M) mepemenin-
Banu rpu 70°C B Teuenue 20 4. PeaknnoHHYI0 CMeCh KOHIICHTPUPOBAIH TIPH MOHIKEHHOM naBieHnn. Ocamok
pactBopsuta B HyO (2 M) u axctparupoBamu JJXM (2 mux2). Opranudeckyro ¢a3y BeiOpackBamu. Heopranuue-
ckyto ¢a3y omenaunBanu BogH. NaOH (4 M) mo pH 6omee 10. Cmecw skctparupoanu JIXM/iPrOH (5:1, 3
Mix3). KoMOMHHpOBAaHHYIO OpraHNYecKyto a3y MPOMBIBAIM COJIEBBIM PacTBOPOM (5 MiIx2), BBICYIIIMBAIIA HAT
Na,SO,4 u xoHnenTpuposain. Ocanok ounmmanu npu momontu npen-TCX (JIXM/MeOH(NH;3)=9:1) ¢ momyueHu-
€M THUTYJIBHOTO coenHeHus (3,2 Mr, BBIX01: 6% B J1Ba 3Tamna).

'H SIMP (400 MTI'ti, CD;0D) & 8,12 (s, 1H), 7,66 (d, J=8,0 ', 1H), 7,36 (s, 1H), 6,78 (d, J=8,8 I'y, 1H),
5,23-5,11 (m, 1H), 4,37 (t, J=5,6 'y, 2H), 4,16 (s, 2H), 3,69-3,60 (m, 2H), 3,20-3,12 (m, 2H), 2,71 (s, 3H), 2,21-
2,10 (m, 2H), 1,95-1,83 (m, 2H), 1,76-1,62 (m, 2H), 1,49-1,36 (m, 2H), 0,92 (t, J=7,6 T'u, 3H) ppm. MS: m/e
430 (M+1)".

CoenuHeHnue A87: 2-(rentan-4-unokcu)-7-((6-(2-(MeTHIAMIHO )3 TOKCH ) TUPHIHH-3 -
win)Mmetwi)umunasol2,1-f][1,2,4 rpuazun-4-amuH.
Otam A:

2-(renrran-4-unokcu)-N,N-6nc(4-mertoxcudbensmn)umuaaso| 2,1-f][ 1,2,4] tpuazun-4-aMuH.

K pactBopy renrtan-4-oma (116 mr, 1 mmons) B TT'® (10 mi) nobasmsimm NaH (60%, 80 mr, 2 MMoJIb) mpH
0 rpagycax. PeaknnoHHYIO CMeCh ITepeMeIInBajIl IPU KOMHATHOH TeMIlepaTypsl B TedeHne 20 MuH.

2-x10p-N,N-6mc(4-meroxcnoensmn)umuaaszo[2,1-f][1,2,4]tpuazun-4-amun (204 mr, 0,5 MMOJb) 100aBIIs-
T K CMecH. PeakimoHHyI0 cMech mepemMermmBany npu 70 rpamycax B TedeHHe HOUH. J[0OaBISIIA BOMHBIA pac-
TBOP XJIOPHJIa aMMOHHS U CMECh SKCTParupoBaiy sTuiianeratoM. KoMOMHUpOBaHHbBIE OPraHUYECKUE SKCTPAKTHI
BBICYIIMBAIN HaJ Cyib(aroMm HaTpus, GWIBTPOBAIHM W BBIAPUBAIN. HeOUMIIEHHBIN MPOMYKT OYUINAIHA TPU
MOMOIIN XpoMaTorpaduy Ha KOJIOHKE C MOJy4YEeHHEM TUTYJIbHOTo mpoxykra (160 mr, 65,5%). MS: m/e: 490
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(M+1)".

Oran B:  tper-Oyrun  (2-((5-((4-(6uc(4-MeTokcuOEeH3MIT)aMuHO)-2-(TenTan-4-uIoKCH )uMHIa30[ 2, 1-
f][1,2,4]rpra3un-7-wn)(TUAPOKCH )METHIT ) TUPH TMH-2-FJT)OKCH )3T ) (METHIT)KapOamar.

K pactBopy 2-(remran-4-unmokcu)-N,N-Onc(4-metokcubenzmn)umunaszol2,1-f][1,2,4]rpuaznn-4-amuna
(160 mr, 0,327 mmoup) B TT'® (8 M) mobasisimu mmo karwie pactBop H-BulLi (1,6 M, 0,31 mui, 0,5 MMoutb), mo-
JIEpKUBas TEMIIEpaTypy B Amama3oHe ot -75 mo -65°C. Cmoyctsa | 9 mo0aBJIsiid 1O Karwie CYCIIEH3HMIO TPeT-
OyTri-(2-((5-bopmunmupu uH-2-11)oKCcH )aThIT )(MeTri ) kapbamara (130 mr, 0,46 mmoie) B TT'® (2 m). TTomy-
YeHHYIO0 cMech TiepeMenuBaiy npu -70°C B TedeHue 2 9 U 3aTeM HarpeBajy 10 KOMHATHOW TeMIiepaTyphsl B Te-
yeHue Hour. Peaknuro racuiy HackimeHHBIM pacTBopoM NH,CI, sxctparupoBaim EtOAc (20 mix3), mpoMbIBa-
JIU COJIEBBIM PacTBOPOM, BBICYIMBanu Haj Na,SO,4, GuimbTpoBamy u KOHIEHTpUpoBaiu. Ocazok OYHIIIN TIPH
oMot tipen-TCX ¢ nonyuenuem nenesoro coemunenus (100 mr, 39,8%). MS: m/e 770 (M+1)".

Oran C: 2-(renTaH-4-niokcu)-7-((6-(2-(MeTHIaAMHHO)3TOKCH ) TUPUANH-3-mT)MeTin)umuaaszo[2,1-f][1,2,4
|Tpuazun-4-amuH (coeauneHue A87).

K cmecu nponykra sramna B (100 mr, 0,13 Mmmous) B TOVY (4 M) nodasmsim Et;SiH (4 mi), 1 nosxyueHHyr0
cMmech nepemerrBany npu 85°C B teuenue 4 4. CMech oxJaxaaial 10 KOMHATHOM TeMIepaTypbl U KOHUEHTPHU-
poBasn 10 cyxoctr. K ocaaky mo6asisumn TOY (5 mi) u peakiuio HarpeBanu npu 80°C B Teuenne Houn. CMech
KOHIICHTPUPOBAIX B BaKyyMe, M 0CaJOK OYHINANX IpH nomomm npen-BOXX ¢ momydenneM 1eneBoro coeam-
Hernwus (3 mr, 5,4%).

'H SIMP (400 MI'u, IMCO-dq) & 8,69 (s, 2H), 8,13 (s, 2H), 8,01 (s, 1H), 7,65 (d, J=8,3 ', 1H), 7,31 (s,
1H), 6,78 (d, J=8,6 I'y, 1H), 5,04-4,92 (m, 1H), 4,44 (s, 2H), 4,09 (s, 2H), 2,98 (s, 2H), 2,60 (s, 3H), 1,61-1,54
(m, 4H), 1,42-1,33 (m, 4H), 0,87 (t, J=7,3 'y, 6H) ppm. MS: m/e 414 (M+1)".

CoennHeHme AS88: 7-((6-(2-(MeTHIaMUHO )3 TOKCH ) TUPUIANH-3 -1 )MeThN)-2-((TeTparuapodypan-2-
min)Metokcu)umunasol2,1-f][1,2,4rpuazun-4-amuH.
Otan A: 7-6pom-N,N-0uc(4-merokcndensmn)-2-((terparuapodypan-2-mi)MeToKCH ) uMuaazo[ 2, 1-

f][1,2,4]Tprazun-4-amMuH.

K pactBopy (terparunpodypan-2-mn)meranona (204 mr, 2 mmois) B TI'® (10 mur) nodasmsumn NaH (60%,
160 mr, 4 mmons) nipu 0 rpagycax. PeakunoHHyI0 cMech IepeMelBali IpH KOMHATHOH TeMIlepaType B Teue-
Hue 20 MUH.

7-6pom-2-xmop-N,N-6uc(4-metokcubensun)umunaso[2,1-f][1,2,4]rpuaszun-4-amun (487 mr, 1 MMoIb) 10-
0aBysLTA K cMecH. PeaknmmoHHy0 cMech nepemeruBany mpu 70 rpamycax B TeueHne HOYH. J{0OaBIISIN BOIHBIN
pacTBOp XJOpHIa aMMOHHUS W CMECh AKCTParupoBajy 3TWianeraroM. KoMOWHHpOBAaHHBIE OpPraHUMYECKHE HKC-
TPAKTHI BRICYIIUBAIIN HaJ CyIb()aTOM HATpus, GIIBTPOBAIN W BEIMapHBaii. HeounmeHHbIi MPOAYKT OYHIIAIH
mpu n0+MomH Xpomartorpaduu Ha KOJOHKE C IMOTyYeHHEM THTYIbHOTO npoaykTa (440 mr, 79,4%). MS: m/e: 554
M+1)".

Otan B: TPeT-OyTHII (2-((5-((4-(6bnc(4-meToxcuben3mT)aMuHO )-2-((TeTparuapodypan-2-
wn)MeTokcn)umuaasol2,1-f][1,2,4]tpuasus-7-mi)(rugpoKCcH )METHI ) TUPHITH-2 -
WJT)OKCH)ITIIT)(METHII)KapOamart.

K pactBopy  7-6pom-N,N-6uc(4-meTokcnuben3mwn)-2-((TeTparuapodypan-2-wmi)MeToKkcH )umMmuaa3o[2,1-
f][1,2,4]rpuazun-4-amuna (220 mr, 0,39 mmons) B TT'® (8 mur) modasnsm no karute pactop H-BuLi (1,6 M,
0,45 M, 0,72 MMoITB), TOAACPKUBAS TEMIIEPATypy B auama3oHe ot -75 mo -65°C. Cuycts 1 4 mobamisiu mo
Kamie cycrneHsuio TpeT-0yTui-(2-((5-bopmunmupunna-2-mn)oken)atun)(Metri)kapbamara (151 wmr, 0,54
MMoutb) B TI'® (2 mur). TlomydeHHyto cMmech nepemermBany npu -70°C B TedeHHe 2 4 W 3aTe€M HarpeBaju JIo
KOMHATHOW TEMIIEpATyphl B TeUCHHE HOUH. Peakiuro racuiu HackmeHHbpM pactBopoM NH,CI, skcTparuposanu
EtOAc (20 Mi1x3), mpoMBIBay COJIEBBIM PAcTBOPOM, BhICymHBany Hal Na,SOy4, GUIBTpOBAIN M KOHIIEHTPHPO-
Bayn. Ocanok ounmmanu npu nomoiny npen-TCX ¢ momydernem meneBoro coequneHus (130 mr, 44,2%). MS:
m/e 756 (M+1)".

Oran C: 7-((6-(2-(MeTHIaMUHO )3TOKCH ) TUPUANH-3 -1 )MeThN)-2-((TeTparuapodypan-2-
wi)Metokcu)umuaaso[2,1-f][1,2,4]rpuazun-4-amun (coequuenue A8S).

K cmecu mponykra stana B (130 mr, 0,172 mmoins) B TOVY (4 mi) nobasmsmn Et;SiH (4 i), u nmomyven-
HYI0 cMech nepemerinBany npu 85°C B Teuenue 4 4. CMech OXJTaKJaId JO KOMHATHOM TeMIlepaTypbl U KOHIICH-
TpupoBaiu a0 cyxoct. K ocanky mobasmsumm TOY (5 mi) u peakuuro HarpeBanu npu 80°C B TedeHHE HOYH.
CMech KOHIIEHTPHPOBAIM M 0CA/I0K OUYHIIAIH MpH oMoy npen-BOXKX ¢ moixydeHneM 1eneBoro coemHeHus
(5 mr, 7,2%).

'H SIMP (400 MI'u, IMCO-dq) & 8,18 (s, 1H), 8,14 (s, 1H), 8,10 (s, 1H), 7,66 (d, J=8,2 I'u, 1H), 7,30 (s,
1H), 6,78 (d, J=8,5 I'u, 1H), 4,38 (t, J=4,9 I'u, 2H), 4,17 (t, J=8,3 I'u, 2H), 4,14 (s, 1H), 4,10 (s, 2H), 3,76 (t,
J=7,3 'y, 1H), 3,72-3,62 (m, 1H), 3,14 (s, 2H), 2,51 (s, 3H), 1,99 (s, 1H), 1,84 (dd, J=13,9, 6,8 ', 2H), 1,66 (d,
J=8,0 I', 1H), ppm. MS: m/e 400 (M+1)".

CoennHeHme A89: (S)-2-(BTOp-0yTOKCH)-7-((6-(2-(METHIIAMHUHO )3TOKCH ) TUPUANH-3 -
win)Mern)umuaaszol2,1-f][1,2,4 Jtpuazun-4-amMuH.

Oran A: 2-xmop-N,N-6uc(2,4-mumetokcuben3nn)umuaasol 2, 1-f][1,2,4]rpuazun-4-amuH.

K cmecu nmmnazo[2,1-f][1,2,4]tpuasun-2,4(1H,3H)-guona (10 r, 65,8 mmomns), POCl; (50 1, 0,33 Momb) u
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tomyouna (60 ) nobasmsuim DIPEA (25,5 1, 0,20 mMmons) B Teuerne 30 mun mipu 60°C. Tlpu 3ToM HabIrOmaNCS
IK30TepMUYCCKUH A3PPekT, u TemnepaTypy noebeimanu 10 90°C. (TBepaoe BEmeCTBO MOCTENCHHO PACTBOPSIIN).
IToce mo6aBmenust peaxiuio HarpeBasu 1m0 100°C (BHYTpeHHSST TeMIlEpaTypa COCTaBJsUIa MPUOIU3UTEIHHO
95°C) m mepeMemMBaiy B TEUECHUE HOYHM. 3aTeM PEakIUIo OXJaXIadu 0 KOMHATHOW Temreparypbl. CMech
KOHIICHTPUPOBAJN MPH MOHMKEHHOM JaBieHnn. Ocanok pactBopsu B TT'® (100 mur), 3aTeM K cMecH 10 Karuie
nmobasnmsimm DIPEA (25,5 1, 0,20 wmwmoms). JlaHHyl0o cMech J00aBisiidi K pactBopy ©Owmc(2,4-
nmumeTokcubensmwn)amuna (31,3 r, 0,10 moms), K,CO; (18 1, 1,32 Momns), TT'® (260 M) u Boasl (260 mun) mipu
0°C B Teuenue 1 u. ITocne nobaBnenus cmeck skctparupoBany JA (300 minx3). KomOuHMpoBaHHYIO OpraHnye-
CKyI0 (ha3y MPOMBIBAJIM COJIEBEIM PacTBOPOM, BRICYIIHBaIHN HaJ Na,SO, ¥ KOHIIEHTPHPOBAIHN IIPH HOHIKEHHOM
nasieHnn. Ocanok pactBopsiu B A (400 mir), cMeCh MepeMeniBaii ¢ 0OpaTHBIM XOJIOIMIEHUKOM B TEUCHHE
1 gaca u QWIBTPOBANN NIPH JaHHOH Temreparype. PIbTpaT KOHLECHTPUPOBAIH IIPU HOHMXEHHOM JIaBJICHHU.
DA 3amensmn MeOH, u cmech nepeMeInBaiy Ipu KOMHATHOW TeMIlepaType B TeueHne Houn. CMmech GuiIbTpo-
BaJIM M cOOMpasM TBEpAOE BEUIeCTBO (Tps3HO-Oesoro ngera). [IpolykT HEMOCPEACTBEHHO MPUMEHSUIM Ha Clie-
nytomiem stane (20 r, BOXX: 98,87%, Boeixoa: 54,4%).

Oran B: (S)-2-(BTop-0yTokcu)-N,N-0uc(2,4-numeTokcndensmwn)umunaso[2,1-f][1,2,4|tpuasun-4-amuH.

K pactopy (S)-0yran-2-ona (236 mr, 3,19 mmons) B TT'® (20 mur) gobasmsumn NaH (128 mr, 3,2 MMmons) B
atmocdepe N, nipu 0°C. Tlocne nepememmBanus B TeueHue 0,5 u npu 25°C pobasnsim 2-xmop-N,N-6muc(2,4-
numeTokcubensmwn)umunasol2,1-f][1,2,4 rpuazun-4-amuna (500 mr, 1,06 mmois). PeaknmoHHy0 cMech Tepe-
MemmBaiy B Tedenne 6 4 mpu 70°C. Tlocie 3aBepieHUs] PEaKIMOHHYIO CMECh Tacyiid Bo1o# (20 M) U dKCTpa-
rupoBas EtOAc (3x30 mur). KomOuHNpoBaHHBIE OpraHUYecKUe CJIOW BhICyHIMBaiIn Hax Na,SO, M KOHLEHTpPHU-
poOBajM B BaKyyMe C TMOJIydeHHeM ocaaka. OcaJoK OYHINAIH P IOMOIIH XpoMaToTrpagy Ha KOJIOHKE C CIIIH-
KareJjieM, JJIIONPYsS dTHAaeTaToM B merpoieiHoM 3¢dupe (40%) ¢ momydeHneM THTYIbHOTO coenuHeHus (540
MT, HEOUHIIEHHBIH). MS: m/e 508 (M+1)".

Oran  C: tper-0yTmn(2-((5-((4-(6uc(2,4-mumerokcubensun)amuno)-2-((R)-Brop-0yrokcn)nmugaszol 2, 1-
f][1,2,4]Tpra3us-7-ww1)(THIPOKCH )METHUIT ) TUPHU IUH-2 - ) OKCH ) THLT ) (METHLIT ) KapOaMar.

K pactBopy mpoaykra stama B (540 mr, 1,06 mmons) B TT'® (15 mir) mobasmsum u-BuLi (1,4 mi, 2,24
mMmoinb) B armocdepe N, mpu -78°C. Iocne nepememmBanust B teuenue 0,5 4 npu -78°C, mobaBisim Tper-
oyTni(2-((5-popMuImUpUIUH-2-1IT)OKCH )3T )(MeTH)KapOamar (445 mr, 1,59 mmonb). PeaknmnonHyo cMech
nepeMemuBaiyu B TedeHue 2,5 1 npu -78°C. Ilocne 3aBepiieHns peaknuoHHyo cMech racwmm Boan. NHyCl (30
w1) u akcrparupoan JJXM (3x30 mur). KomOnHupoBaHHBIe opraHudeckue o BeicymmBaiy Hag Na,SO4 u
KOHIICHTPUPOBAIXA B BaKyyMe C MOJydeHHeM ocaaka. OcaJoK OYWINAIH MPH IMOMOIIM XpoMmarorpaduu Ha KO-
JIOHKE C CHJIMKAareyieM, 3JIOUPYs dTWIALETaToM B meTpojeitHoM 3¢upe (70%) ¢ moaydeHHeM THUTYIBHOTO CO-
enunenus (340 mr, 41%). MS: m/e 788 (M+1)".

Oran D: (4-amuHO-2-((S)-BTOp-OyTOKCH)MMHIa30[2,1-f][1,2,4 Jtpuazun-7-mm)(6-(2-
(METHIIaMUHO )3 TOKCH ) TAPUIHH-3 -1 )METaHOJI.

IIpoxykT stama C (340 mr, 0,431 Mmmoms) pactBopsuti B TOVY (6 mur) u H,O (0,6 mur) B atmocdepe N,. Pe-
aKIMOHHYIO cMech nepeMemuBany B TeueHue 12 1 npu 40°C. Ilocne 3aBepiieHns pacTBOPUTEND yAAIsIU B Ba-
kyyme. Ocaznok pasBoauiau Bojoi (20 mur) u JIXM (20 mi) u Bognyro ¢azy 3akucisiin 1 H HCI no 3nauenust pH
ot 1 1o 2. Boanyto ¢azy nmpomseiBamu JIXM (3x20 mur) u omenaunBanu 2 H NaOH mo 3navenus pH ot 13 mo 14
n skctparupoBasn JIXM/i-PrOH (5/1, 3x100 ). KomMOnHMpOBaHHBIE OPTaHUYECKUE CIIOW BBICYIIMBAIN HaT
Na,SO,4 1 KOHIIEHTPUPOBAIK B BaKyyMe ¢ MOMYyYEHHEM TUTYJIbHOro coeanHenusd (120 mr, HeounieHHslit). MS:
m/e 388 (M+1)".

Otan E: (S)-2-(BTOp-OyTOKCH)-7-((6-(2-(METHMIIAMHHO)3TOKCH ) TUPUANH-3-MIT)METHI)uMH1a30[ 2, 1-
f][1,2,4]rpuazun-4-amun (coemunenue A89).

IIpoxykt sTama D (120 mr, 0,31 MmMonb) pactBopsimu B TOY (4 M) m Et;SiH (4 mim) B atmocdepe N,. Pe-
aKIMOHHYIO0 CMeCh NepeMemnBaiy B TedeHue 12 1 mpu 90°C. Ilocne 3aBepiieHns pacTBOPUTEND yIASUTH B Ba-
kyyme. Ocanok pasBoauian Bogoi (20 M) u IXM (20 mi) u Boguyro ¢a3zy 3akucisuii 1 H HCI o 3navenus pH
ot 1 1o 2. Boanyro ¢azy npomsiBamu XM (3x20 mur) u omenaunBanu 2 H NaOH no 3nauenns pH ot 13 no 14
u skcrparupoBanu JIXM/i-PrOH (5/1, 3x100 mur). KomOMHMpOBaHHBIE OpPraHUYECKHE CIIOM BBICYIIMBAIH HaJ
Na,SO4 ¥ KOHIEHTPUPOBAIU B BaKyyMme ¢ mojydeHueM ocaaka. Ocamok ounmanu npu nomommu mnpen-TCX
(IXM/CH30H(NH;)=15/1) ¢ momy4eHrueM TUTYJILHOTO coequHeHwus (17 Mmr).

'H SIMP (400 MI'u, CD;0D) & 8,13 (s, 1H), 7,67 (d, J=8,4 ', 1H), 7,34 (s, 1H), 6,82 (d, J=8,4 I'n, 1H),
4,99-4,94 (m, 1H), 4,55-4,44 (m, 2H), 4,16 (s, 2H), 3,32 (s, 2H), 2,68 (s, 3H), 1,80-1,59 (m, 2H), 1,31 (d, J=6,0
I'm, 3H), 0,97 (t, J=7,2 T, 3H) ppm. MS: m/e 372 (M+1)".

CoennHeHme A90: (S)-7-((6-(2-(MeTrIaMHUHO )3 TOKCH ) TUPUAWH-3 -1 )METHN )-2-(TIeHTaH-2-
wiokcu)umuaaso[2,1-f][1,2,4|tpuazus-4-amMuH.
Otan A: tper-OyTri(2-((5-((4-(6uc(2,4-numerokcudensmn)amMuno )-2-(((R)-nenTan-2-

win)okcn)umuaasol2,1-f][1,2,4]rpuazu-7-min)(ruApOKCH )METHI ) TUPHIMH-2 HIT)OKCH )3T )(METHI)KapOamar.

K pactBopy (S)-N,N-6mc(2,4-numeTokcnbeH3mwn)-2-(tienran-2-mwiokcu)umunaszol 2, 1-f][ 1,2 4] rpuazun-4-
amu Ha (600 wmr, 1,15 mmons) B TT'® (10 mur) nobasnstmu H-BuLi (1,4 mu, 2,24 mmois) B atMoctepe N, mpu
-78°C. Tlocne nepememmuBanus B Tedenue 0,5 1 npu -78°C nmobasisumm tpet-0ytun (2-((5-popmunmupunna-2-
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win)okcu)atrin)(Metrin)kapoamar (480 mr, 1,71 Mmonb). PeakiimoHHYIO CMech TepeMEIUBald B TeUeHHE 2,5 9
npu -78°C. Ilocne 3aBepmieHns peakiuoHHy0 cMech racwin BoxH. NH4Cl (30 mi) u skcrparupoBamun XM
(3%x30 mur). KomOnHNpOBaHHbBIE OpraHMYecKre cI0U BhICymuBaiy Hall Na,SO4 1 KOHIEHTPUPOBAIIM B BAKyyMe C
noxydeHneM ocazaka. Ocaok OuMIIagM IPH MOMOIIM XpoMmarorpady Ha KOJIOHKE C CHIIMKAreseM, JJIOUpYs
STHJIAIETaTOM B meTponeitHoM >¢upe (40%) ¢ momydenneM TutyiasHOTO coeauueHus (720 mr, 78%). MS: m/e
802 (M+1)".

Oran B: (4-amunHO-2-(((S)-nenTan-2-mn)okcu)umunaszo[2,1-f][ 1,2,4]rpuazun-7-wn)(6-(2-
(METHIIaMUHO )3 TOKCH ) TAPUIHH-3 -1 )METaHOJI.

Tpet-0yTnn(2-((5-((4-(6nc(2,4-mumeTokcubensmn)amuHo )-2-(((R)-nenran-2-mn)okcn ) umuaaszol 2, 1-
f][1,2,4]rprasun-7-wn)(THAPOKCH )METHI ) TUPU TUH-2 -FIT)OKCH )3THIT ) (MeTriN)Kapoamar (720 wmr, 0,898 mMMmoub)
pactBopsut B TOY (9 mim) u H,O (1 M) B atmocdepe N,. Peakironnyro cmech nepemerinBaiy B TeueHue 12 a
npu 40°C. Tlocne 3aBepIeHNs] pacTBOPUTENb yaamsuid B Bakyyme. Ocanok passoamwmi Bogoit (20 ) u XM
(30 M) 1 Boguyto (azy 3akucmsum 1 H HCI no 3nadenus pH ot 1 g0 2. Bogayro da3y npomeBamm JIXM (3x20
M) u omenaunBayi 2 H NaOH no 3nadenus pH ot 13 no 14 u skctparuposanu IXM/i-PrOH (5/1, 3x120 m).
KomOnHnpoBaHHbIe OpraHMyecKre cI0u BeIcymuBainy Haj Na,SO, 1 KOHIIEHTPUPOBAIN B BAKYYME C TIOJTyYCHHU-
eM THTYJIBHOTO coeuHenns (290 Mr, HeounmeHHsIH). MS: m/e 402 (M+1)".

Oran  C: (S)-7-((6-(2-(MeTHIAMHHO)3TOKCH ) TUPUANH-3 -HWIT)METHI)-2-(TIeHTaH-2-MI0KCH ) UMK 1a30[ 2, 1-
f][1,2,4]rpuazun-4-amun (coemunenue A90).

(4-amuHO-2-(((S)-nenTan-2-un)okcu)umuaazo[2,1-f][ 1,2,4|tpuazun-7-un)(6-(2-
(METHIIaMUHO )3TOKCH ) TUPUAUH-3 -1 )MeTanoJ1 (290 Mr, HeouuteHHbIi) pactBopsuid B TV (5 mu) u Et;SiH (5
MJ) B atMocepe azota N,. Peakninonnyio cMech nepememnnBainy B Teuenne 12 1 nmpu 90°C. IToce 3aBepmeHus
pacTBOpHUTENh yaaIsIH B BakyyMe. Ocanok pazBomawin Bogoi (20 mur) u JIXM (20 M) u BogHyto a3y 3aKucisi-
mu 1 H HCI o 3nauenus pH ot 1 no 2. Boguyro ¢asy npomsiBanu IXM (3x20 mi) u omenaynsaiu 2 H NaOH
1o 3navenus pH ot 13 no 14 u skerparuposamu JIXM/i-PrOH (5/1, 3x120 mur). KomOunupoBanHble opranude-
CKHE CJIOM BhICymnBany Haj Na,SO4 1 KOHIICHTPHPOBAIH B BaKyyMe € MOIydeHHeM ocaaka. Ocagok OdHIaig
mpu omony npen-TCX (JIXM/CH3;OH (NH3) = 20/1 k 15/1) ¢ monyderneM TuTyabHOTO coeauHenus (70 mr).

'H SIMP (400 MI'u, CD;0D) & 8,01 (s, 1H), 7,54 (d, J=8,4 ', 1H), 7,24 (s, 1H), 6,69 (d, J=8,4 I', 1H),
4,95 (qt, J=12,0, 6,4 I'u, 1H), 4,37-4,27 (m, 2H), 4,05 (s, 2H), 3,08-2,98 (m, 2H), 2,47 (s, 3H), 1,71-1,55 (m,
1H), 1,54-1,25 (m, 3H), 1,21 (d, J=6,0 T'n, 3H), 0,84 (t, J=7,2 T'r, 3H) ppm. MS: m/e 386 (M+1)".

Coenunenue A91:

3-((4-amunO-7-(3-pTOp-4-(2-(MeTHIAMHHO )3TOKCH ) OeH3mT)uMuaa3o| 2,1-f][ 1,2,4 tpua3un-2-
WJT)OKCH)T'eKCaH- 1 -0l

Oran A: TpeT-0yTni (2-(2-dpTop-4-popmMunpeHoKcn )3T )(METHIT)KapOamar.

K pactBopy 3-dprop-4-ruapoxcubenzanpaeruna (280 mr, 2 mmons) B TI'® (10 M) mobammsmu TpeT-
OyTui(2-ruapokcudTiun)(Metrn)kapbamat (350 mr, 2 mmons) u PPh3 (628 wmr, 2,4 MmMoins). CMech 3ammumianu
azotoMm u oxynaxaanu a0 0 rpagycos. PactBop DIAD (552 wmr, 2,4 MmMoinb) B TT'® (2 mi1) mo6aBIsiIM K CMECH.
PeakioHHy0 cMech MepeMeInBaii MPU KOMHATHON TeMIiepaType B TedeHre HOoud. J{0OaBIIsIN BOMHBIN pac-
TBOP XJIOPHIa aMMOHHSI I CMECh SKCTPAardpOBali 3THIaneTaToM. KoMOMHUPOBaHHBIE OPraHUYECKHUE IKCTPAKTHI
BBICYIIMBANK HaJ Ccynb(aTroMm HaTpus, GUIBTPOBANIH M BHINApUBAIN. HeouwImeHHBIH MPOMYKT OYUINANHA TPH
TOMOLLH Xpomartorpad)ui Ha KOJOHKE C IMOJNydYeHHEM TUTYJIbHOTO mpoaykTa (400 mr, 67,3%). MS: m/e: 298
(M+1)".

Oran B: Tper-Oytun  (2-(4-((2-((1-(6en3nnokcn)rexcan-3-mir)okcu )-4-(omc(4-MeToKCHOSH3UIT)aMHHO ) -
nmuznaso[2,1-f][1,2,4]rpuazun-7-um)(ruapoKCH )METHI)-2-HTOPPEHOKCH )ITHIT ) (METHI )KapOamar.

K pacTtBopy 2-((1-(ben3umokcu)rekcan-3-mi)okcu)-N,N-0uc(4-MeTOKCHOCH3 I ) UMu1a30[ 2, 1 -
f][1,2,4]Tpuazun-4-amuHa (291 mr, 0,5 mmoins) B TT'® (8 mir) mobarnsinu mo karie pactBop H-BuLi (1,6 M, 0,44
w1, 0,72 MMOJIB), IOJ/IEPKUBAs TeMIIEpaTypy B auamnasoHe ot -75 no -65°C. Crycerst 1 4 mo0aBisum 1o Karuie
cycreH3uio TpeT-0yTmi(2-(2-dprop-4-bopmundenoken)atun)(merrn)kapbamara (400 mr, 1,3 mmons) B TT® (2
mi). [Toydaennyto cMech nepememuBaiiy mpu -70°C B TedeHne 2 9 ¥ 3aTEM HarpeBajd 10 KOMHATHOH TeMmIiepa-
TYpHI B TeueHHe Houu. Peakuuro racumu HackimieHHbIM pactBopoM NH,Cl, skctparuposamn EtOAc (20 mix3),
MIPOMBIBAJIA COJIEBBIM PacTBOPOM, BhICymHBamy Haa Na,SO,, GunbTpoBau W KOHIEHTpUpoBaan. Ocagok O4n-
1tamu ipu nomoru npen-TCX ¢ monydenuem nesieBoro coenunenus (340 mr, 77%). MS: m/e 879 (M+1)".

Oran C: TpeT-OyTHII (2-(4-((4-(6uc(4-meToxcubensmin)amuHo)-2-(( 1 -rugpokcurexcan-3-
nn)okcn)ummuaazo[2,1-f][1,2,4]rpuaszun-7-wn)(rugpokcu)MeTin)-2-GroppeHokcH ) TriT ) (MeTHI )KapOamar.

K pacrBopy nponykra stana B (340 mr, 0,38 mmons) B MeOH (20 mur) gobasmsimm Pd/C (800 mr). Cmech
3alIMINANIY BOJOPOJOM U NepeMeIInBali P KOMHATHOW TemIiepaType B TeueHne Houu. Cmech (GmiIbTpoBay,
¥ QUIBTPAT KOHICHTPUPOBAIH B BaKyyMme. HeounIineHHbIi IpOYKT OYHINAIN PU TOMOIIM XpoMaTorpaduu Ha
KOJIOHKE C MOJTydeHHEM TUTYJIBHOTO TIpoaykTa (230 Mr, 75,4%). MS: m/e: 789 (M+1)".

Oran  D: 3-((4-ammHO-7-(3-dTOp-4-(2-(MeTHIAMUHO )3TOKCH)OeH3mI)umua3o| 2,1-f][1,2,4]rpuasun-2-
WI)oKcH)rekcan-1-ox (coenunenue A91).

K cmecu npoaykra stana C (230 mr, 0,291 mmomns) B TOVY (4 M) mobasmsun Et;SiH (4 M) u momyden-
HYI0 cMech nepemenmBany npu 85°C B Teduenne 4 4. CMech OXJTKIAIH JO KOMHATHOW TEMITEpaTyphl U KOHIICH-
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TpupoBaiu a0 cyxoct. K ocanky mobasmsumm TOY (5 mi) u peakuuro HarpeBanu npu 80°C B TeueHHE HOYH.
CMech KOHLEHTPUPOBAIU B BaKyyMe M OCaJOK O4MIanu npu nomou npen-BOXKX ¢ nmomxydyeHuem neneBoro
coenmHeHU (8 Mr, 6,4%).

'H SIMP (400 MI't, IMCO-dq) & 8,13 (s, 1H), 8,02 (s, 1H), 7,31 (s, 1H), 7,19 (d, J=12,2 T'u, 1H), 7,08 (d,
J=8,5 I'u, 2H), 5,04 (d, J=5,3 I'u, 1H), 4,17 (d, J=4,8 I'n, 2H), 4,08 (s, 2H), 3,55-3,39 (m, 5H), 3,11 (s, 2H),
1,82-1,70 (m, 2H), 1,61 (d, J=6,2 I'y, 2H), 1,31 (dd, J=14,8, 7,3 I', 2H), 1,23 (s, 1H), 0,86 (t, J=7,2 'y, 3H)
ppm. MS: m/e 433 (M+1)".

CoennHeHme A92 u coeIMHEHNE A93: (R W S) 3-((4-amuHO-7-(4-(2-
(MeTrmaMuHO )aTOKCH )0eH3m )uMuaa3o[ 2, 1-f][1,2,4]rpuasun-2-un)o kcu)rekcan-1-omm (S wmm R) 3-((4-amuHO-
7-(4-(2-(MeTrmIaMuHO )3TOKCH ) OeH3mn )umunaso[ 2,1-f][ 1,2,4 Jtpuaznn-2-mn)o KCu)rekca- 1 -oJr.

Coenunenne AS85. 3-((4-amunO-7-(4-(2-(MeTmIaMUHO )3TOKCH)0eH3IT )uMuaszo[2,1-f][ 1,2 4| rpuazun-2-
win)okcu)rekcan-1-om (1,1 r, 2,66 MMOJIB) pa3aensiiv Ha ABa ONTHYECKUX M3oMepa coeauHenue A92 (441 mr) u
coequaeHne A93 (410 mr) mpen-CK®X. Venosus npen-CK®X npuseneHs HUKE.

Kononka CHIRAL ART Amylose-C NEO
Pazmep konoHKH Bcm x 25 eM, 5 MKM

Wnbekuns 3,0 M

MobGunsHast pasa CO,:UIIC (2 MM NH3-MeOH)=60:40
CkopocTb TOKa 50 mn/mMuH

JlmHa BOJTHBI Y® 220 um

Temnepatypa 35°C

PacrBop obpasua 19,6 mr/mn 8 UTIC: MeOH=3:1

Coenunenne A92 (R wmu S ontuveckuit uzomep 1): 'H sIMP (400 MI';, CD;0D) & 7,25 (s, 1H), 7,20 (d,
J=8,8 I'm, 2H), 6,87 (d, J=8,4 T'n, 2H), 5,27-5,08 (m, 1H), 4,12 (s, 2H), 4,04 (t, J=5,2 'y, 2H), 3,65 (t, J=6,0 I'my,
2H), 2,92 (t, J=5,2 I'n, 2H), 2,43 (s, 3H), 1,98-1,81 (m, 2H), 1,78-1,57 (m, 2H), 1,51-1,32 (m, 2H), 0,91 (t, J=7,2
I'm, 3H) ppm. MS: m/e 415 (M+1)".

Coeaunennie A93: (S unu R ontuueckuit usomep 2): 'H sIMP (400 MI', CD;0D) & 7,25 (s, 1H), 7,20 (d,
J=8,4 T'm, 2H), 6,87 (d, J=8,4 T'n, 2H), 5,24-5,09 (m, 1H), 4,12 (s, 2H), 4,05 (t, J=5,2 'y, 2H), 3,65 (t, J=6,4 I'my,
2H), 2,92 (t, J=5,2 'y, 2H), 2,44 (s, 3H), 2,00-1,82 (m, 2H), 1,80-1,58 (m, 2H), 1,50-1,31 (m, 2H), 0,91 (t, J=7,2
I'n, 3H) ppm. MS: m/e 415 (M+1)".

CoeauHenue A94: 3-((4-amuHO-7-(4-(MeTHI(2-(METHIAMHHO )3THI )aMUHO ) OeH3WIT ) UMHIa30[ 2, 1 -
f][1,2,4]Tpra3uH-2 -uia)OKCH)reKcan-1-oi.

Oran A: TpeT-0yTri(2-((4-dpopmuneHn)(METHI)aMHHO )3 THIT)(METHIT)KapOamar.

K  pactBopy  4-xmopbenzampmeruma (500  wmr, 3,57  wmMmomb),  Tper-Oytmnm  MeTHI(2-
(MeTrmamuHo )aTHIN)KapOamara (740 mr, 3,94 mmonnp) B nuokcane (10 mur) mob6asnsun Pd(OAc), (100 mr, 0,446
mMmoutb), BINAP (350 mr, 0,562 mmons) u Cs,COs (2,4 1, 7,36 MMoutb) B atMocdepe N,. PeakimonHyio cmech
nepememuBaiy B TedeHue 1 1 mpu 90°C. Tlocie 3aBepiieHuss peakIMOHHYI0 CMeCh TachiIi Bojoi (30 M) 1 dKe-
tparupoBainu EtOAc (3x30 mu). KomOnHMpOBaHHBIE OpraHUYecKue CJIoM BhICymuBanu Hajg Na,SO4 M KOHIIECH-
TPUPOBAIM B BaKyyMe C IOJIydeHHeM ocaaka. OcaloK OYHINaNd MPH TMOMOIIHA XpoMaTorpaduu Ha KOJOHKE C
CHJIMKareJieM, JJIIONPYs STUIANeTaToM B meTposeiiHoM 3¢upe (50%) ¢ monydeHHeM THTYJIBHOTO COCTUHEHUS
(510 mr, 49%). MS: m/e 293. (M+H)".

Otan B: Tpet-oyTrin(2-((4-((2-((1-(6en3unokcu)rexcan-3-mi)okcu)-4-(ouc(2,4-
JTUMeTOKCHOeH3MmT)aMuHO )umuazol2,1-f][1,2,4]tpuasun-7
W) (THAPOKCH )METHIT) (heHIIT ) (METHIT)aMHHO )3 THIT ) (METHIT)KapOamar.

K pactBopy 2-((1-(6en3mmokcu)rekcan-3-min)okcu )-N,N-0uc(2,4-mumeTokcnOeH3mI ) uMuIa3o[ 2, 1 -
f][1,2,4]rpuazun-4-amuna (480 mr, 0,748 mmone) B TI'® (20 M) nobasnsum H-BuLi (0,7 mi, 1,12 mMoins) B
atMoctepe N, npu -78°C. Ilocne nepemenmBanus B Tedenue 0,5 1 npu -78°C mobaBisuiv 1O Karuie pacTBOp
TpeT-0yTun(2-((4-popmundennn)(MeTrn)aMuHo )3T )(MeTHI)Kapbamara (260 mr, 0,89 Mmmois) B TT'® (5 mm).
Peakmnonnyio cMech niepeMenmuBany B TedeHue 2,5 1 npu -78°C. Tlocie 3aBepieHus peakimOHHYI0 CMeCh Ta-
cuin BoaH. NH4Cl (30 mun) u akerparupoBamu AXM (3x30 mir). KomOnHMpOBaHHBIE OpraHUYECKUE CIION BBICY-
mmBanu Haj Na,SO, M KOHIEHTPHPOBAIH B BaKyyMe C IONydeHHeM ocanka. OcagoK OYHINaI{ MpU TOMOIIN
xXpomartorpadui Ha KOJOHKE C CHIIMKArelieM, JIIIONpPYs STHIIAIETaTOM B meTponeiiHoM 3¢upe (50%) ¢ momyye-
HHEM TUTYJILHOTO coemunenns (470 mr, 67%). MS: m/e 934 (M+1)".

Oran C: TPEeT-0yTHI (2-((4-((4-(6mc(2,4-mumeTroxcuben3mn)aMuHo)-2-((1-rugpokcurexcan-3-
win)okcu)umuaszo[2,1-f][1,2,4]rpua3un-7 wir)MeTr)heHmT)(METHI)aMAHO )3T ) (METHII )KapOaMar.
K pactBopy TpeT-OyTHI (2-((4-((2-((1-(beH3mnOKCH)rekcaH-3 -1 )okcH )-4-(ouc(2,4-

JTUMETOKCHOCH3MIT)aMuHO )uMunaso[2,1-f][1,2,4]tpuasun-7-

W) (THAPOKCH )METHIT ) (e HIIT ) (METHIT)aMHHO )3T )(MeTrin)Kapbamara (470 mr, 0,503 mmons) B MeOH (20 mun)
no6asistmn Pd/C (500 mr). Peakunonnyto cmech nepememmBaiy B Tedyenue 48 4 npu 40°C B atmoctepe H, (1
at™). CMmech QrubTpoBay M GUIBTPAT KOMOMHUPOBAIM BMECTE M KOHIICHTPUPOBAIH B Bakyyme. Ocazok odu-
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IIaJIM TPY TOMOIIM XpoMaTtorpadyy Ha KOJIOHKE C CHIIMKAreseM, IIOUpYsl STHIIAETaToOM B METpoJIeiHHOM 3¢du-
pe (80%) ¢ momydyenuem THTyIbHOTO coemuuenns (90 mr, 22%). MS: m/e 828 (M+1)".

Oran D: 3-((4-amuHO-7-(4-(MeTr(2-(METHIIAaMUHO )3THIT)aMUHO )0eH3mT ) uMua3o[ 2, 1-f][1,2,4]rpua3un-2-
n)okcu)rekcan-1-om1 (coenuuenue A94).

Tpet-OyTun (2-((4-((4-(6mc(2,4-mumetoxcnben3niT)aMuHo )-2-(( 1 -rumpokcurekcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuaszun-7-wn)merwn)pennn)(MeTiT)aMruHo )T ) (MeTin)kapodamar (90 wr,
0,109 mMoup) pactBopsuid B TOY (4 M) u H,O (0,4 mi) B atmochepe N,. PeaknmmoHHyr0 cMech mepeMenBaiIi
B Teuenne 12 4 pu 40°C. Tlocie 3aBepiieHus] paCTBOPHUTENh YIS B Bakyyme. Ocaqok pa3Boauim Booi (20
i) 1 AXM (20 mi) u Boanyro dazy 3akucisim 1 H HCI o 3nauenus pH or 1 1o 2. Boanyro da3y npombiBaiu
JXM (3x30 M) n omenmaunBanu 2 H NaOH no 3navenus pH ot 13 g0 14 u axctparuposamu JIXM/i-PrOH (5/1,
3x100 mur). KomOnHUpOBaHHBIE OpraHMYECKHe CIIOW BBICYmuBaiy Haa Na,SO, M KOHIIEHTPUPOBAIN B BaKyyMe
¢ mony4eHueM ocaaka. Ocamok ounmmany mpu momorny npen-TCX (JXM/CH;0H (NH3) = 20/1 k 10/1) ¢ momy-
YCHHUEM THTYIbHOTO coeauuenus (16 mr, 35%).

'H SIMP (400 MT';, CD;0D) & 7,23 (s, 1H), 7,14 (d, J=8,4 T'i, 2H), 6,74 (d, J=8,4 I'n;, 2H), 5,25-5,13 (m,
1H), 4,07 (s, 2H), 3,65 (t, J=6,4 T'u, 2H), 3,44 (t, J=6,8 I';, 2H), 2,90 (s, 3H), 2,83 (t, J=6,8 I'y, 2H), 2,46 (s, 3H),
1,95-1,84 (m, 2H), 1,79-1,59 (m, 2H), 1,51-1,32 (m, 2H), 0,92 (t, J=7,2 T'i;, 3H) ppm. MS: m/e 428 (M+1)".

Coemunenne  A95:  3-((4-amuHO-7-(4-(2-(MeTmnaMuHO )3TIN) OeH3 W )uMuaaszo[ 2, 1-f][ 1,2 4] rpuazun-2-
WJT)OKCH)TeKC aH-1-0I.

Oran A: metuin-4-(2-((TpeT-0yToKcHKapOOHWIT)(METHII)aMUHO ) THIT ) OCH304aT.

K pactBopy 4-(2-((TpeT-0yTOKCHKapOOHMI )aMHHO )3THI )0eH30HHOM KHCIOoTHI (2,5 T, 9,43 MMmons) B IM®
(30 M) mo6asnsmu NaH (1,5 r, 37,5 mmoinb) B atmocdepe N, nipu 0°C. Tlocne nepememmuBanus B Teuenue 0,5 4
nipu 25°C mobassumu o karie CH;I (5,4 1, 38,03 MmMoinp) B JIM® (10 mi). PeakiionHyio cMech IepeMeInnBa-
i B Tedenne 16 1 pu 25°C. Tlocne 3aBepIIeHns: PEakIMOHHYIO0 CMECh TacHITH JieqisiHou Booi (50 M) mpu 0°C
u skcrparupoBanu EtOAc (3x100 mur). KomMOMHMpOBaHHBIE OPTaHUYECKUE CIIOU MPOMBIBAIH BoMoH (3x50 M),
cosieBbIM pactBopoM (3x50 mur), BeicymmBanu Hax Na,SO4 M KOHICHTPUPOBAIM B BaKyyMe C ITOJy4eHHEM He-
OYHIIICHHOTO TIpoAyKTa (2,2 T).

'H SIMP (400 MI', CDCl3) & 7,96 (d, J=8,0 I', 2H), 7,25 (d, J=8,0 I', 2H), 3,91 (s, 3H), 3,45 (t, J=7.2
I'm, 2H), 2,87 (t, J=7,2 ', 2H), 2,80 (s, 3H), 1,41 (s, 9H) ppm. MS: m/e 316. (M+H)".

Oran B: tper-0yTnn(4-(ruapokcuMeTr ) heHITHI )(MEeTHI )KapOamar.

K pactBopy Mmetni-4-(2-((Tper-OyTokcukapOoHwWI)(METHIT)aMHuHO ))3THI)0en3oara (2,1 r, 7,17 mMMonb) B
TT'® (20 mi) nobasnsimm LiAlHy (1,1 T, 28,94 mmons) B atmocdepe N, npu 0°C. PeaknnonHyto cMech nepeme-
mmBany B teyeHue 0,5 4 mpu 25°C. Ilocne 3aBepiuieHHs] peakIMOHHYIO cMech racwin Bomoi (1,1 mu), 15%
NaOH (1,1 mi) n Bogoii (3,3 mur) npu 0°C u no6asmsumn Na,SO4. Cmecs GpuiabTpoBaiy, 1 GuiibTpaT KOMOHMHUPO-
BAJIM BMECTE M KOHLEHTPHPOBAJIM B BaKyyMe C ITOJy4eHHEM HEOYMIIEHHOTro mpoxaykra (2,2 r). MS: m/e 288.
(M+Na)".

Oran C: tper-0yTrn(4-popmumnderd i )(MeTH)kapoamar.

K pactBopy Tper-0yTun(4-(ruapoxcumeTin)dheHdTmn)(MeTrn)kapoamarta (2,15 r, 8,11 mmomns) B IXM (20
M) no6asisimn DMP (4,1 1, 9,67 mmons) B atmocdepe N, mipu 0°C. PeakimoHHYyI0 cCMeCh IepeMeInBaii B Te-
genue |1 1 mpu 25°C. [Tocne 3aBepieHus: peakIMOHAYIO0 CMeCh Tackiii BOIH. Na,S,0s3 (50 mir) u skcTparuposa-
m XM (3x50 mu). KomOuHnpoBanHble opranndeckue ciaou npomsiBai BogH. NaHCO; (50 min), cosneBbIM
pactBopoM (50 mur) 1 BeicymuBanu Haa Na,SO4 U KOHIIEHTPHUPOBAIM B BaKyyMe € MOydeHHeM ocaaka. Ocamok
OYMINAIH [IPY TOMOIIM XpoMaTorpaduu Ha KOJOHKE C CHIIMKAreJeM, JIIIOHpPYS STWIALETATOM B IETPOJICHHOM
a¢upe (40%) ¢ momyuerueMm TutyabHoro coeaunenus (1,1 r, 44% d nhb 'nfgf).

'H SIMP (400 MT'i, JIMCO) & 9,97 (s, 1H), 7,84 (d, J=7,6 T'n, 2H), 7,43 (d, J=6,8 ', 2H), 3,43 (t, J=6,0
I'y, 2H), 2,86 (t, J=7,2 T'y, 2H), 2,74 (s, 3H), 1,43-1,16 (m, 9H) ppm.

Otan D: TPEeT-OyTHII (4-((2-((1-(6eH3mmokcH)rekcan-3-mi)okcH )-4-(ouc(2,4-
JMMeTOKCHOeH3mT)aMuHO )uMuaszo| 2, 1-f][1,2,4]rpuasun-7-wi)(rugpoxcu)Metin ) penatin)(MeTrn)kapoamar.
K pactBopy 2-((1-(6en3mmokcu)rekcan-3-mi)okcu )-N,N-0uc(2,4-mumeTokcnOeH3WI ) MK Ia30[ 2, 1 -

f][1,2,4]rpuazun-4-amuna (500 mr, 0,78 mmons) B TT'® (15 mm) mobdasmsumu H-BuLi (0,73 mi, 1,17 mMoins) B
atMocdepe N, nipu -78°C. Tocne nepememmuBanus B TedeHue 0,5 9 npu -78°C mo6aBIsIu MO Karuie pacTBOp
TpeT-0yTun(4-popmundenatun)(Merwin)kapbamara (246 mr, 0,935 mmons) B TT'® (5 mur). Peaknmonnyro cMech
nepememuBain B Tedenue 2,5 1 npu -78°C. Ilocne 3aBeprieHns peakiMoOHHYI0 cMech racwiu BogHbiM NH,Cl
(50 M) 1 axcTparupoBanu JIXM (3x50 mir). KomOuHMpOBaHHBIE OpraHUYecKHe CIION BRICYMMBAIN Hag Na,SOy
Y KOHI[CHTPUPOBAJIH B BaKyyMe ¢ HoiydeHueMm ocanka. OcaJok OYMIIAIM MPH MOMOIIHM XpoMaTorpaduu Ha Ko-
JIOHKE C CHJIMKAarelieM, SJIIOUPYs dTWIALETaTOM B meTpojeitHoM 3¢upe (50%) ¢ moaydeHneM THUTYIBHOTO CO-

enunenus (430 mr, 61%). MS: m/e 905 (M+1)".

Otan E: TpeT-OyTHI (4-((4-(6uc(2,4-numeToKkcnOCH3MIT )aMUHO )-2-(( 1 -TuApOKCHUTeKCaH-3 -
win)okcu)umuaaso[2,1-f][1,2 ,4]rpuazus-7-ww1)MeTH)hEeHITII)(METHIT ) KapOamar.
K pacTtBopy Tpet-0yTrn(4-((2-((1-(06en3mnokcu)rekcan-3-mi)okcu)-4-(6omc(2,4-

JUMETOKCHOeH3MT)aMuHO )uMuazo| 2, 1-f][1,2,4 ] rpuasun-7-w)(ruapokcu)Me i) peHd Tin)(Me T KapbamaTa
(430 wr, 0,475 mmous) B MeOH (20 mit) no6asnsutn Pd/C (500 mr). PeaknnoHHyro cMech epeMennBajiy B Te-
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yernue 16 1 npu 40°C B atmocdepe H, (1 arm). Cmeck GunbTpoBainy, U GUIBTPAT KOMOMHUPOBAIM BMECTE U
KOHIICHTPUPOBAIX B Bakyyme. OcaJoK OYHUINANH TPHU MMOMOIIH XpOMAaTorpaduul Ha KOJOHKE C CHIIUKAreseM,
SIOUPYS 3TUIIALIETaTOM B TeTposerinoM >¢upe (80%) ¢ momyuerneM TuTyiapHOTO coenuHeHus (190 mr, 50%).
MS: m/e 799 (M+1)".

Oran F: 3-((4-amunH0-7-(4-(2-(MeTrmTaMuHO )3TH ) OeH3mn )umunaso[ 2, 1-f][ 1,2,4 ] tpuasun-2-
nn)okcu)rekcan-1-om1 (coenuuenue A95).

Tpet-0yTnn(4-((4-(6uc(2,4-numerokcnoeH3mI)aMuHo)-2-((1-ruapokcurekcan-3 -mr)oOKCH ) uMu1aso[ 2, 1 -
f][1,2,4]rpuazun-7-wn)meTwmn) eyt )(metrn)kapoamat (190 mr, 0,238 mmons) pactBopsiu B TOY (4 M) u
H,0 (0,4 M) B atmocdepe N,. Peakimonnyro cMmech nepemenmBany B Tedenue 12 4 mpu 40°C. Ilocne 3aBep-
IICHUS PACTBOPUTEINh YAAIIH B BakyyMe. Ocamok passomy Boaoit (20 mur) u JIXM (20 mn) u Bognyto dasy
sakucisu 1 H HCI mo 3navenns pH ot 1 mo 2. Boanyto dasy npomsiBanu JIXM (3x30 mu) u omenaunBanu 2 H
NaOH no 3nauenus pH ot 13 go 14 u skcrparuposamu JIXM/i-PrOH (5/1, 3x100 mn). KomOuHMpOBaHHBIE Op-
TaHWYECKHE CIIOM BhICymMBamu Hag Na,SO, W KOHICHTPHPOBAIM B BaKyyMe C MoiydeHHeM ocaaka. Ocamok
ounmanu npu oMoy npern-TCX (JIXM/CH;0H (NH3) = 20/1 k 15/1) ¢ monydeHHEeM TUTYJIEHOTO COCTMHCHUS
(50 mr, 53%).

'H SIMP (400 MTI'ti, CD;0D) & 7,31-7,25 (m, 3H), 7,18 (d, J=7,6 I'n, 2H), 5,24-5,11 (m, 1H), 4,18 (s, 2H),
3,68-3,58 (m, 2H), 3,00 (d, J=7,6 'y, 2H), 2,86 (t, J=7,6 I'nu, 2H), 2,54 (s, 3H), 1,95-1,88 (m, 2H), 1,78-1,56 (m,
2H), 1,51-1,31 (m, 2H), 0,92 (t, J=7,2 ', 3H) ppm. MS: m/e 399 (M+1)".

Coenunenne A96: 3-((4-amuHO-7-(4-(2-(MeTHIIAMUHO)3TOKCH )OeH3m )umunaszo[2,1-f][1,2,4]rpuaszun-2-
WIT)OKCH)TeKcaH-1-01.

Oran A: TpeT-OyTHI (2-((5-((2-((1-(ben3mmokcu)rexcan-3-mi)okcn )-4-(onc(2,4-
TUMeTOKcHOeH3m )aMuHOo )umunaso[ 2,1-f][1,2,4 Jtpuaszua-7-mn)(THIpOKCH)METHIT)-6-METOKCUTTUP U TUH-2 -
WIT)OKCH)3THI)(METH)KapOamar.

K pacTBopy 2-((1-(6en3mnokcn)rekcan-3-min)okcu)-N,N-0unc(2,4-mumeTokc b e 3w ) uMuIaso[ 2, 1 -
f][1,2,4]tpuazun-4-amuna (250 mr, 0,39 mmons) B TT'® (3 M) mobarnstmu H-BuLi (1,6 M, 1,0 ma, 1,6 MmMob)
npu -78°C B atmocdepe N,. Cmechk nepememusaiy npu -78°C B reuenue 30 MuH. 3aTeM pacTBop TpeT-OyTmi(2-
((5-popmMmn-6-Me TOKCUHPUIUH-2 -HIT)OKCH )3T ) (MeTr ) kapbamara (170 mr, 0,55 mmons) B TT'® (2 M) mo-
Oapmsun k cucteme nipu -78°C. Peakumio mepemermBany B TedeHue 30 MUH U 3aTeM HarpeBajd J0 KOMHATHOU
TeMITepaTyphl M NepeMeInBaii B Tedenue 16 4. Peakuuro racumu naceimenHsiM NHyCl (10 mi1) mpu koMHat-
HOM Temmeparype U dkctparupoBayid DA (10 max3). KomOMHUPOBaHHYIO OPTaHUYECKYIO a3y MPOMBIBAIH CO-
neBeiM pacTBopoM (10 murx2), BeicymuBamy Hax Na,SO, ¥ KOHIEHTPUPOBAIH TPH TOHMKEHHOM JaBJICHHH.
OcaloK OYHUIIATH MPU TOMOIIM XpoMaTorpadui Ha KOJOHKE ¢ TMOJIYYCHHUEM TUTYIBHOTO coenuaeHus (120 wmr,
BEIXO: 32%). MS: m/e 952 (M+1)".

Oran B: TPEeT-0yTHIT (2-((5-((4-(6mc(2,4-mumeToxcuben3mn)aMuHo ) -2-((1-rugpokcurexcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuazun-7-ni1)MeTHI ) -6-METOKCUTTUPH TN H-2 -HIT)OKCH ) 3THI )(METHIT) KapOamar.
Cmech TPET-OyTHIT (2-((5-((2-((1-(6en3mmokcu)rekcan-3-mi)okcn)-4-(onc(2,4-

JTUMeTOKcHOeH3m )aMuHo )umunaso[ 2,1-f][1,2,4 Jtpuazua-7-mn)(THIAPOKCH )METHIT)-6-METOKCUTTUP U TUH-2 -
nin)okcn)atun)(Metri)kapbamara (120 mr, 0,126 mmons) u Pd/C (Bmaxusrii, 200 mr) B MeOH (5 M) nepeme-
muBa B atMocepe H, mpu kT B TeueHue 16 4. Cmech GUIBTpoBaIM M QHIIbTPAT KOHIEHTpHpoBad. [lomy-
YeHHBIH ocanok ounmmany npu nomoiny npen-TCX (IT3/2A=1:1) ¢ momydeHHeM TUTYIBHOTO MPOAYKTa (65 M,
BEIXOI: 60%). MS: m/e 846 (M+1)".

Oran C: 3-((4-amuHO-7-((2-MeTOKCH-6-(2-(METHIAMHHO )3TOKCH)TUPHINH-3-w)MeTun) umuasol 2, 1-f][ 1,
2,4]Tpua3un-2-mi)okcu)rekcan- 1 -oi (coeaunaeHme A96).

Tper-6yTnn(2-((5-((4-(6uc(2,4-mumeToxcuben3mn)aMuHo )-2-(( 1 -ruapokcurexcan-3-mi)o
ken)umuaaszo[2,1-f][ 1,2,4]Tpua3uH-7-ua)MEeTHI )-6-MEe TOKCHTTUPHTAH-2 -HIT)OKCH )3TH )(MeTHIT )KapOamar (65 wr,
0,077 mmoip) B TOY (2 M) mepeMemnBaiy Mpy KT B TeueHre 24 4. PeaknmoHHYyI0 cMech KOHIIEHTPHUPOBAIN
npu ToHmkeHHoM naBieHnn. Ocamok oOpadareiBaan NaOH (2 mut, 4M), skcrparupoBanu AXM/UIIC (5:1, 3
wix3). KoMOMHUpOBaHHbIE OPraHNYECKHE BEIIECTBA MPOMBIBAIH COJICBBIM PAcTBOPOM (5 Mix3), BBICYIIMBAIH
Hag Na,SO,4, KOHIEHTpHUpOBaIH U ounmiany npu oMoy npen-TCX (IXM/MeOH(NH;)=8:1) ¢ momyueHnem
TUTYJBHOTO coeuHeHus (5 MrT, BEIXox: 15%).

'H SIMP (400 MI'u, CD;0D) & 7,51 (d, J=8,0 'y, 1H), 7,24 (s, 1H), 6,37 (d, J=8,0 ', 1H), 5,24-5,15 (m,
1H), 4,60-4,54 (m, 2H), 4,07 (s, 2H), 3,96 (s, 3H), 3,68-3,61 (m, 2H), 3,46-3,42 (m, 2H), 2,76 (s, 3H), 2,07-1,98
(m, 2H), 1,96-1,82 (m, 2H), 1,75-1,64 (m, 2H), 0,94-0,89 (m, 3H) ppm. MS: m/e 446 (M+1)".

CoeauHenue A97: 3-((4-amuHO-7-(2-pTOp-4-(2-(METHIAMHHO )3TOKCH ) OeH3WIT ) UMH1a30[ 2, 1 -
f][1,2,4]Tpra3uH-2-wm1)0KCH ))reKcan-1-o11.

Oran A: TpeT-0yTni(2-(3-dprop-4-dpopmunpeHokcn)aTr)(MeTmI)Kapoamar.

K pactBopy 2-drop-4-runpokcudenszampaeruna (1,4 r, 10 mmoms) B TI'® (20 mu) moGaBisuim Tpert-
oyTun(2-ruapokcuyTint)(MeTn)kapoamat (1,75 r, 10 mmons) u PPh; (3,1 1, 12 MMoOIB), cCMeCh 3allUIIaIH a30-
Tom u oxnaxaanu o 0 rpamycos. Pactsop DIAD (2,4 r, 12 mmons) B TT'® (5 M) noGaensim k cmecu. Peakiu-
OHHYIO CMECh IIepEMEIINBAIIN P KOMHATHON TeMIlepaType B TeueHrne HouH. Jl00aBIsim BOAHBIA pacTBOP XJIO-
pHuIa aMMOHHS M CMECh SKCTParupoBajiy dTuianeTatoM. KoMOMHHUPOBaHHBIE OPTaHWMYECKHE SKCTPAKTHI BBICY-
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MIMBaJIM HAJ Cyab(aToM HaTpus, GUIBTPOBAIN M BEINapuBai. HeounIeHHbIH IPOYKT OYHIIAIN IPH TOMOIIH
Xpomatorpaduu Ha KOJOHKE C ToJTydeHHeM TUTYJIBHOTO MpoIyKTa (867 mr, 29,2%). MS: m/e: 298 (M+1)".

Oran B: TPET-0yTHI (2-(4-((2-((1-(6en3mnokcu)rekcan-3-mi)okcu)-4-(omc(2,4-
TUMeTOKCHOeH3m )aMuHO )uMuaazo[2,1-f][1,2,4 | tpruasun-7-mi)(THIpOKCH )METHI)-3 -
dbropdenoxcn )T )(MeTrI)KapOamar.

K pacTBopy 2-((1-(6en3mnokcn)rekcan-3-min)okcu)-N,N-0unc(2,4-mumeTokc b e 3w ) uMu1a3o[ 2, 1 -
f][1,2,4]rpnasun-4-amuna (867 mr, 1,35 Mmmonp) B TT'® (10 mir) mo karute gobasmsuii pactBop H-Buli (1,6 M,
2,1 M1, 3,3 MMOJIB), IOJIEPKUBAS TEMIIEpaTypy B AuanazoHe ot -75 10 -65°C. Crycts 1 1 mo6aBisiu mo Karuie
cycnensuto Tpet-0yTmi(2-(3-prop-4-popmundenoken)atin)(Merun)kapdamara (400 mr, 1,34 mmoins) B TT'D (2
mi). [TonydenHyto cMech nepementnBany npu -70°C B TeueHue 2 4 U 3aTeM HarpeBaJu 10 KOMHATHON TeMIepa-
TYpHI B TeUeHHE HOUW. Peakmuio racuim HackimeHHBIM pactBopoM NH,Cl, skcrparuposamu EtOAc (20 mix3),
MPOMBIBAJI COJIEBBIM PAacTBOPOM, BhICymHMBaiIK Haa Na,SOy4, GuabTpoBau 1 KOHIEHTpHpoBau. Ocamgok odu-
masu npu nomonty npen-TCX ¢ moTydeHueM 1eneBoro coemunenus (670 mr, 52,9%). MS: m/e 939 (M+1)".

Otan C: TpeT-0yTHi(2-(4-((4-(6uc(2,4-aumeroxcndben3mn)aMuHo)-2-(( 1 -ruapokcurekcan-3-
mn)okcn)umuaasol2,1-f][1,2,4]rpuazun-7-mn)mernn)-3-gpropdenoken )Tin)(MeTHI)kapbamar.
K pacTBopy TpeT-0yTHi(2-(4-((2-((1-(6en3mnokcn)rekcan-3-un)okcn)-4-(ouc(2,4-

IUMeTOKCHOeH3m)aMiHO )uMuaszo[2,1-f][1,2,4 | tpuazun-7-mn)(THIpOKCH )METHI)-3 -
¢dbropdenokcn)atrm)(Merrin)kapbamara (670 mr, 0,71 mmons) B MeOH (20 mur) mobasmsumn Pd/C (600 wr).
CMech 3amuiaig BOIOPOIOM U NepeMeIInBaIN IPH KOMHATHOH TeMmeparype B TedeHne Houn. CMmech QuibT-
poBany U (GWIBTPAT KOHLIEHTPUPOBAIH B BaKyyMe. HEOUHMIEHHBIH MPOAYKT OYHIIAIN TPH TOMOIIA XPOMAaTO-
rpadun Ha KOJIOHKE C MOJNydeHHeM THTYJIbHOTo mpoaykta (100 mr, 16,9%). MS: m/e: 834 (M+1)".

Oran  D:  3-((4-ammHO-7-(2-dTOp-4-(2-(MEeTHIAMUHO )3TOKCH)OeH3mI ) umua3o| 2,1-f][1,2,4]rpuasun-2-
WI)oKcH)rekcan-1-oi (coenunenue A97).

K cmecu npomykra 3tanma C (100 mr, 0,12 mmons) B8 TOV (9 mi) godaemsim HyO (1 Mir) v mody4eHHYO
cMmech nepememnBanu npu 40°C B TeueHue Houu. CMeCh OXJaXKIalld IO KOMHATHOM TeMIEpaTypbl U KOHIIECH-
TpupoBaiu a0 cyxoct. K ocanky mobasisim 2 H pacteop NaOH (10 M) u XM (20 mi1) 1 nepeMerinBanu
npu KT B TedeHue 30 mun. CMech pazaersumn. Opranndeckyto a3y BeicymmBany Hajg Na,SO4 1 KOHIEHTPHPO-
BaJi B BakyyMme. HeounieHHbIi MPOIyKT OYUIIIAIN TPy oMoIny npen-BOXKX ¢ momydeHnem 1eneBoro coeam-
Herns (10 mr, 19.2%).

'H SIMP (400 MI'u, IMCO-dq) & 8,11 (s, 1H), 8,00 (s, 1H), 7,29-7,14 (m, 2H), 6,82 (d, J=11,7 'y, 1H),
6,71 (d, J=8,0 I'u, 1H), 5,04 (s, 1H), 4,43 (s, 1H), 4,03 (dd, J=14,1, 8,4 T'n, 4H), 3,48 (d, J=6,0 I'r, 2H), 2,89 (s,
2H), 2,37 (s, 3H), 1,77 (d, J=6,1 'y, 2H), 1,59 (s, 2H), 1,37-1,26 (m, 2H), 0,86 (t, J=7,3 I', 3H) ppm. MS: m/e
433 (M+1)".

CoennHeHne A98: 3-((4-amuHO-7-(3-MeTOKCH-4-(2-(METHIAMHHO )3TOKCH ) OCH3WIT) UMUAa30[ 2, 1 -
f][1,2,4]Tpra3uH-2-11)OKCH ))reKcan-1-o11.

Oran A: TpeT-0yTni(2-(4-hopmMui-2-MeToKCH(EHOKCH )3T )(METHIT)KapOamar.

K pactBopy 4-ruapoxcu-3-metokcuoensanpaerunaa (1,52 r, 10 mmons) B TT'® (20 M) goGaBnsum Tpert-
oyTun(2-ruapokcuyTint)(MeTin)kapoamat (1,75 r, 10 mmons) u PPh; (3,4 1, 13 MMoOIB), cMeCh 3allUIIaIH a30-
Tom u oxuaxaanu o 0 rpamycos. PactBop DIAD (2,6 r, 13 Mmmons) B TT'® (5 M) noGaensim k cmecu. Peakiu-
OHHYIO CMECh IIepPEMEIINBAIN P KOMHATHOM TemMIepaType B TedeHue HouH. J{00aBIsiin BOJHBIA pacTBOp XJIO-
pHuIa aMMOHHS M CMECh SKCTParupoBaiy dTuianeTatoM. KoMOMHHUPOBaHHBIE OPTaHWMYECKHE SKCTPAKTHI BBICY-
MIMBAJH HaJ CyIb(haToOM HATpus, GrIbTPOBaIH U BHINTapHBaii. HeOUHIIIEHHBIH MPOAYKT OYNIIATH IIpH TIOMOLLIK
Xpomarorpaduu Ha KOJOHKE ¢ TIoTydeHHeM THTYJIbHOTo npoaykra (1,6 T, 51,7%). MS: m/e: 310 (M+1)".

Oran B: TpeT-0yTri(2-(4-((2-((1-(6en3mnokcn)rekcan-3-mi)okcn)-4-(omc(2,4-
TUMeTOKCHOeH3 M )aMiuHO )uMuaszo[2,1-f][1,2,4 | tpuasun-7-mi)(THIPOKCH )METHI ) -2 -
METOKCHU(EHOKCH)ITHIT)(METHI)KapOamar.

K pactBopy 2-((1-(6en3mmokcu)rekcan-3-min)okcu )-N,N-0uc(2,4-mumeTokcnOeH3WI ) MK Ia30[ 2, 1 -
fI[1,2,4]rpuazun-4-amuna (867 mr, 1,35 mmons) B TT'® (10 mir) mobasnsum mo kare pactBop H-BuLi (1,6 M,
2,1 M1, 3,3 MMOIIB), OZIEp KMBas TEMITEPATypy B JuanasoHe ot -75 1o -65°C. Crycrst 1 4 1o6aBisiiiy 1o Karuie
cycnensuto Tper-0yTuin(2-(4-popmuin-2-mMetokcudenokcn)stmn)(Metuin)kapbamata (618 mr, 2 mmons) B TT'D (2
Mi). [Tonydennyto cmech nepementnBany npu -70°C B TeueHue 2 4 U 3aTeM HarpeBaJud 10 KOMHATHON TeMIepa-
TYpHI B Te4eHHe HOuHu. Peakuuro racumu HackimieHHbIM pactBopoM NH,Cl, skctparuposamn EtOAc (20 mix3),
MPOMBIBAJIA COJIEBBIM PAacTBOPOM, BhICymHMBainK Hax Na,SOy4, GuabTpoBasi U KOHIEHTpHpoBau. Ocamgok odu-
mas npu nomonr BOXKX ¢ mosnydennem meneBoro coeaunenns (650 mr, 50,7%). MS: m/e 951 (M+1)".

Oran C: TpeT-0yTHmn(2-(4-((4-(6uc(2,4-mumeTokcnOeH3MI)aMUHO )-2-(( 1 -ruIpokcurekcan-3-
nn)okcn)ummuaazo[2,1-f][1,2,4]rpuazun-7-nn)MeTh )-2-MeTOKCH(EHOKCH )3THI ) (METHIT)KapOamar.
K pacTBopy TpeT-0yTHi(2-(4-((2-((1-(6en3mnokcu)rekcan-3-un)okcn)-4-(onc(2,4-

IuMeTOKcHOeH3m)aMiuHo )umMuaaszo[2,1-f][1,2,4 | tpuazun-7-mi)(THIPOKCH )METHIT ) -2 -

METOKCHU(EHOKCH )3TI)(MeTm)Kapoamar (650 mr, 0,68 mMons) B MeOH (20 mu) mobasmsmu Pd/C (600 wr).
CMech 3amuiaig BOJA0POIOM U MEPEMEIIUBAIIY MIPH KOMHATHON TeMIeparype B TeueHne Houn. CMmech QHibT-
poBaimu U GUIBTPAT KOHIIEHTPUPOBAIU B BaKyyMe. HEOUHuIeHHBIH MPOAYKT OYHINATH MPHU TOMOIIU XPOMAaTo-
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rpaduu Ha KOJIOHKE C MOJTydeHHEM TUTYJILHOTO TipoaykTa (200 Mr, 34,7%). MS: m/e: 845 (M+1)".

Oran D: 3-((4-amuHo-7-(3-MeTOKCH-4-(2-(METHIIAMUHO )3TOKCH)0eH3mT )uMuaaszo[2,1-f][ 1,2 .4 rpuazun-2-
nn)okcu)rekcan-1-omi (coenuuenue A9S).

K cmecu npoaykra stama C (200 mr, 0,24 MMonb) B TOY (9 mi) mobasnsmu H,O (1 Mi1) u omydeHHYIO
cMmech niepemeruBanu pu 40°C B TedeHne HouM. CMECh OXJTXKIAIN 0 KOMHATHOW TEMIIEPAaTyphl U KOHIICH-
TpupoBanu 10 cyxoctu. K ocanky mo6asmsumi 2 H pactBop NaOH (10 mur) u JIXM (20 mur) ¥ niepeMerntuBaia
mpu KT B TedeHne 30 mua. CMech paznersun. Opraandeckyio a3y BeicymuBany Haa Na,SO4 M KOHIIEHTPUPO-
BaJi B BakyyMme. HeounieHHbIi MPOIyKT OUUIIAIN TPy moMoIny npen-BOXKX ¢ momydeHnem 1eneBoro coeam-
Hernwus (50 mr, 47,6%).

'H SIMP (400 MT'i, IMCO-dq) & 8,09 (s, 1H), 7,97 (s, 1H), 7,27 (s, 1H), 6,95 (s, 1H), 6,86 (d, J=8,4 T',
1H), 6,78 (d, J=7,9 I'u, 1H), 5,06-5,01 (m, 1H), 4,44 (s, 1H), 4,05 (s, 2H), 3,95 (t, J=5,5 ', 2H), 3,72 (s, 3H),
3,48 (s, 2H), 2,82 (s, 2H), 2,34 (s, 3H), 1,78 (d, J=6,5 'y, 2H), 1,60 (s, 2H), 1,41-1,26 (m, 2H), 0,86 (t, J=7,3 I',
3H) ppm. MS: m/e 445 (M+1)".

Coemunenne A99: (S)-7-(3-prop-4-(2-(MeTHIAMIHO )3TOKCH)OCH3MIT)-2-(TICHTaH-2 -MIIOKCH ) UMu1a30[ 2, 1-
f][1,2,4]Tprazun-4-amMuH.

Oran  A: Tper-OyTmin(2-(4-((4-(6uc(4-meroxcubdbensmn)amMuHo)-2-(((S)-neHran-2-uin)okcu)umMuaa3o[ 2, 1-
f][1,2,4]rpra3un-7-wn)(TUAPOKCH )METHI )-2-PTOPHEHOKCH )ITHIT ) (METHIT)KapOamar.

K pactBopy (S)-N,N-6uc(4-meTokcubensmn)-2-(menran-2-mwiokcn)umuaaso[ 2,1-f][1,2,4]tpuazun-4-amMmruna
(234 wr, 0,5 mmois) B TT'® (10 M) mobaBmnsum 1o karie pactBop H-BuLi (1,6 M, 0,9 mu, 1,5 Mmmons) 1o karuie
MOIIEP)KUBast TEMIIEpaTypy B muamnazoHe oT -75 no -65°C. Crycts 1 9 q06aBisiv 10 Karie CYCIeH3UIO TPeT-
oyTni(2-(2-prop-4-popmundenokcn)aTn)(merrn)kapdbamara (297 mr, 1 mmonb) B TI'® (2 mi). [Tomyuennyro
cMech nepemerrBain npu -70°C B TedeHue 2 4 W 3aTeM HarpeBasid 10 KOMHATHOW TeMIlepaTypbl B TEUEHHUE
HouH. Peaknuio racuinu HaceimeHHBIM pactBopoM NH,Cl, sxctparupoBasin EtOAc (20 mix3), mpoMbIBaII CO-
JICBBIM PAacTBOPOM, BeICymuBany Haa Na,SO,, GuibTpoBaiu W KOHIEHTpUpoBatH. OcaloK OYHIAIN MPH II0-
momu npen-TCX ¢ nomydennem nesnesoro coenunenns (120 mr, 31,6%). MS: m/e 759 (M+1)".

Otan B: (S)-7-(3-dTOp-4-(2-(METUIAMUHO ) 3TOKCH)OCH3 M ) -2 -(TIEHTaH-2 -WJIOKCH )UMU1a30[ 2, 1 -
f][1,2,4]rpuazun-4-amun (coemuHenue A99).

K cmecu npoaykra stana C (120 mr, 0,158 mmomns) B TOVY (4 mu) nobaensum Et;SiH (4 M) u monyuen-
HYI0 cMech nepemermBainy npu 85°C B Teuenne 4 4. CMech OXJTKIATH O KOMHATHOW TEMITEpPaTyphl U KOHIICH-
TpupoBanu 10 cyxoctu. K ocanky mo6asmsmmu TOY (5 miu) u peaknuto HarpeBanu npu 80°C B TeUeHHE HOYH.
CMech KOHIIEHTPUPOBAIN B BaKyyMe M OCaIOK OYHINAIN Ipu momoud npern-BOXKX ¢ momxydeHunem meiaeBoro
coenuHeHU (22 mr, 34,9%).

'H SIMP (400 MI'u, IMCO-de) & 8,11 (s, 1H), 7,99 (s, 1H), 7,30 (s, 1H), 7,16 (m, 1H), 7,09 (t, J=8,5 I'n,
1H), 7,02 (d, J=8,2 I'i, 1H), 5,03-4,88 (m, 1H), 4,07 (s, 4H), 2,90 (t, J=5,3 I'u, 2H), 2,38 (s, 3H), 1,62 (d, J=6,8
I'u, 1H), 1,51 (d, J=5,9 T'u, 1H), 1,35 (dd, J=14,8, 7,5 I'n, 2H), 1,24 (d, J=6,0 T'n, 3H), 0,88 (t, J=7,2 I'u, 3H)
ppm. MS: m/e 403 (M+1)".

CoeauHenue A100: (S)-7-(4-(2-(MeTHIAMHHO )3TOKCH ) OeH3MIT)-2-(TICHTaH-2 -HIIOKCH ) UMH1a30( 2, 1 -
f][1,2,4]Tpuaznn-4 -aMuH.
Otan A: TpeT-0yTHin(2-(4-((4-(6uc(2,4-mumeTokcuden3mn)aMuHo )-2-(((S)-nenran-2-

win)okcn)umuaasol2,1-f][1,2,4]t puasun-7-ui)(THApOKCH )METHIT)PEHOKCH )ITHIT ) (METHI )KapOamar.

K pactBopy (S)-N,N-6mc(2,4-numeTokcnben3mn)-2-(tienran-2-mwiokcu)umuaaszol 2, 1-f][ 1,2 ,4]rpuazun-4-
amu Ha (521 mr, 1,0 mmons) B TT'® (5 mi) mobasnsumm H-BuLi (1,6 M, 3,1 M, 5,0 mmons) nipu -78°C B aTMo-
chepe N,. Cwmecr mnepememmBaiu npu -78°C B Teuenwme 30 wmwuH. PactBop Ttper-OyTmm(2-(4-
dbopmundenoxcu )atrn)(metmn)kapoamara (500 mr, 2,0 mmonb) B TT'D (5 M) mobaBmnsimn k cucteme npu -78°C.
Peakumio nepememmBany B TedeHne 30 MUH M 3aT€M HarpeBajiil 10 KOMHATHOH TEMIIEPAaTyphl U ITePEeMEIINBaTH
B TeueHue 16 4. Peaknuto racwmm HackimeHHbIM NH,4Cl (10 MiT) pu KOMHATHOM TeMIiepaType U dKCTparupoBa-
m DA (10 mix3). KomOuHHpOBaHHYIO OpraHn4ecKyio (a3y NMpoMbIBAIN colieBbIM pacTBopoM (10 mix3), BEI-
cymmBainu Hax Na,SO4 U KOHIICHTPUPOBAIH NIPH MOHIKEHHOM faBiieHHH. OCaJoK OYUIIAIH IPH TOMOIIH XPO-
Matorpauu Ha KOJOHKE ¢ HOJTyd4eHHEM TUTYJILHOTO coeuHenns (265 Mr, Beixoa: 33%). MS: m/e 801 (M+1)".

Oran B: tper-0yTun(S)-(2-(4-((4-(6uc(2,4-numMeToKcnOEH3MIT)aMUHO)-2-(TIeHTaH-2 - MIIOKCH )uMHIa30[ 2, 1-
f][1,2,4]rpuazun-7-m1)MeTr1) HEHOKCH)ITHIT)(METHIT)KapOamar.

Cmechp  Tper-OyTun(2-(4-((4-(6uc(2,4-mumeTokcnOeH3 | )aMuHO )-2-(((S)-nenTan-2-mn)okcu )umuaaso[ 2, 1-
f][1,2,4]rpuazun-7-w1)(ruapoKcH )MeTIT)(peHOKCH )3THI ) (MeTr)Kapbamara (210 mr, 0,26 mMons), Pd/C (Bnax-
HbIi, 200 mr) 1 AcOH (0,5 mur) B MeOH (20 M) mepememmmBanu B atmocdepe H, mpu kt B Teuenue 24 4. Cmech
dunpTpoBaAH U GUIHTPAT KOHIICHTPUPOBAIH B IIYOOKOM BaKyyMe C IOJIYYCHHEM TUTYJIBHOTO MpoaykTa (205
MT, HEOUHIIEHHBIH). MS: m/e 785 (M+1)".

Oran C: (S)-7-(4-(2-(MeTHIaMUHO )3TOKCH )0eH3MIT)-2-(TIeHTaH-2-uioKCH )umu1a3o[ 2, 1-f][1,2,4 | tpuasun-4 -
amuH (coenuaenne A100).

Tpet-0yTnn(S)-(2-(4-((4-(6uc(2,4-nuMeToKCHOSH3MIT )aMUHO )-2-(TIEHTaH-2-HIIOKCH ) UMK 1a30[ 2, 1 -
f][1,2,4]rpuasun-7-wi)meTwn)peHokcH )T ) (MeTmn)kapoamar (205 mr, 0,26 Mmoib) B TOVY (5 M) nepemernn-
BJIM TIPH KT B TeueHHe 16 4. PeakmoHHyr0 cMech KOHIIEHTPHPOBAIH TIPH MTOHMKEHHOM JaBieHnu. Ocanok 00-
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pabatsiBann NaOH (2 mi, 4M), sxcrparupoBanu AXM/UIIC (5:1, 3 max3). KomOnHMpOBaHHBIE OpraHUYECKHE
BEIIECTBA TIPOMBIBAIIN COJIEBBIM pacTBOPOM (5 Mirx3), BeIcymmBaiu HaJ Na,SOy4, KOHIIEHTPUPOBAIN U OYHIIIATH
npu nomoiu npern-TCX (AXM/MeOH(NH;)=10:1) ¢ nonyyeHneMm THUTYJIBHOTO COeIMHEHUs (5 MI, BBIXOI:
15%).

'H SIMP (400 MT';, CD;0D) & 7,26 (s, 1H), 7,20 (d, J=8,0 'y, 2H), 6,87 (d, J=8,0 I'n;, 2H), 5,13-4,99 (m,
1H), 4,12 (s, 2H), 4,05 (t, J=4,8 I'y, 2H), 2,98-2,88 (m, 2H), 2,44 (s, 3H), 1,80-1,66 (m, 1H), 1,64-1,50 (m, 1H),
1,50-1,35 (m, 2H), 1,30 (d, J=6,0 T'u;, 3H), 0,93 (t, J=7,2 T'i, 3H) ppm. MS: m/e 385 (M+1)".

CoennHeHme A101: (R WTH S)-3-((4-amuno0-7-(2-meTokcu-4-(2-
(MeTrmaMuHO )aTOKCH )0eH3m )uMuaa3o[ 2, 1-f][1,2,4]rpuasun -2-wmn)okcu)rexcaH- 1 -od1.

Oran A: (R wiu S)-2-(2-(66H3UIOKCH )ITHIT)OKCHPAH.

3amyckanu peaktop R-1 co cmecurenem. (IIpumedanne: peakrop R-1: 500 mur O6yTeinka). Peakrop R-1 3a-
nonasum NaH (19,1 r, 0,54 X otHOcuTensHO Macchl, 60% wncrora). B peaktop R-1 3arpyxamu TI'® (210 mu,
6,00 X o o6bemy). B peakrop R-1 mpu 0°C 3arpyxanu (R wmm S)-2-(okcupan-2-un)aran-1-omx (35,0 r, 1,00 X
oTHocHuTeNbHO Macchl). Cmeck nepememnuBanu npu 0°C B teuenne 0,5 4. B peakrop R-1 mpu 0°C 3arpysxanu
BnBr (81,5 1, 2,33 X otHocuTensHO Maccel) U TBAI (14,7 1, 0,42 X oTHOCHTENEHO Macchl). CMeCh TIEpeMEITu-
Bayin ipu 25°C B Teuenue 16 u. TCX (nmerpouneitnsiii adup/stin anerar = 3/1, Ry = 0,42) nokaseiBana 3aBepiire-
aue peakmmu. K cmecu no6asismn H,O (150 M, 4,29 X mo 06bemy). Cmech akctparupoBaiu EtOAc (200 mix2,
11,4 X 1o o6bemy). OpraHuuecKuid CIIOH CMENINBAIN U IPOMBIBAJIH COJIEBBIM pacTBOpoM. OpraHu4ecKuil cioi
BhICYyIIMBaIM Npu mnomomu Na,SO, OpraHudeckuil ciod KOHUEHTPUPOBAIU € MOJYYECHHEM HEOUYHUIIEHHOTO
npoaykra. OcaJoK oYU TP TOMOLIH XpoMatorpadun Ha KojoHke (SiO,, meTponelHslil 3¢up/>Tri anerar
= 50/1 k 5/1). onyuann nenesoe coexuuenne (40,0 T, 56,5% BeIXOM) B Bue xexroro mMacaa. 'H SIMP: 400
MI'n CDCls: 8 7,30-7,36 (m, SH), 4,55 (s, 2H), 3,62-3,66 (m, 2H), 3,08-3,09 (m, 1H), 2,78-2,81 (m, 1H), 2,53-
2,55 (m, 1H), 1,90-1,92 (m, 1H), 1,81-1,82 (m, 1H) ppm.

Oran B: (R wm S)-1-(6eH3m10KCH ))rekcan-3-0Jl.

3amyckanu peaktop R-1 co cmecurenem. (Ilpumedanue: peakrop R-1: 1 ; Oyteinka). EtMgBr (150 mur,
3,75 X mo o0wemy) 3arpyxanu B peaktop R-1. B peaktop R-1 3arpyxamu TI'® (240 mn, 6,00 X o o6bemy). B
peaktop R-1 mpu 0°C 3arpyskamu Cul (0,85 1, 0,02 X oTHOCHTEeNnbHO Macchl). Cmech nepememuBanu npu 0°C B
teuenne 0,5 4. B peakrop R-1 3arpyxamu (R wmu S)-2-(2-(6en3mnoxen)stun)okcupan (40,0 r, 1,00 X otHOCH-
TenbHO Macchl). CMech nepememmuBany npu 25°C B teuenune 1 4. TCX (merponeiinslit adup/stn anerar = 3/1,
R¢ = 0,35) noxkasana 3aBepmenne peaknuu. K cmecn mobasmsum BoxH. NH4Cl (200 M, 5,00 X mo odwsemy).
Cwmech skctparupoBa EtOAc (200 mix2, 10,0 X o o6bemy). OpraHndeckuid CJI0i CMEIUBaIN ¥ POMBIBAITH
CoJIeBBIM pacTBOpoM. Opranndeckuid cioil BeicymuBanu npu nomomu Na,SO,. Opranuueckuil cioi KOHIEH-
TPUPOBAJIH C MOJIYYCHHEM HEOUYHMIICHHOTO NpoayKTa. OcagoK OYHMIIAIM IPH MOMOLIM XpoMaTorpaduu Ha KO-
nouke (SiO,, merponernsiii a3¢up/stnn anerar = 50/1 k 5/1). [lonywann nenesoe coenunenue (22,7 r, 47,1%
BBIXOJ, 97,0% YHCTOTA) B BHAE KkeaToro Macia . 'H SIMP: 400 MI'y CDCls, 8 7,30-7,38 (m, 5H), 4,54 (s, 2H),
3,74-3,83 (m, 1H), 3,69-3,73 (m, 1H), 3,65-3,67 (m, 1H), 2,87 (s, 1H), 1,75-1,77 (m, 2H), 1,36-1,48 (m, 4H),
0,92-0,95 (m, 3H) ppm.

Oran C: (R mwmm S)-2-((1-(6en3mnokcn)rexcad-3-mi)okcu)-N,N-6rc(2,4-mumMeTokcndeH3 w1 ) uMuaszo[ 2, 1 -
f][1,2,4]rpra3un-4-amMmuH.

K pactBopy (R unmm S)-1-(6en3unokcu)rexcan-3-oma (10,0 r, 48,07 mmons) B JIM® (100 mur) gobassmu
NaH (3,8 1, 95,0 mmonns) B atmocdepe N, nipu 0°C. Tlocne nmepememmBanus B Tedenne 0,5 1 mpu 25°C, no6as-
nsima 2-x510p-N,N-6nc(2,4-mumetokcnbdensmn)umunasol 2,1-f][1,2,4 | rpuazun-4-amun (18,8 1, 40,0 mmoinb). Pe-
aKIUOHHYIO cMech nepememuBanu B Teuenue 0,5 1 mpu 80°C. Ilocne 3aBepuieHNs peaKIMOHHYIO0 CMECh TaCHIIN
BoaH. NH,4Cl1 (80 mu) u skcrparupoBami EtOAc (3x100 mir). KoMOuHMpOBaHHBIE OpTraHWMYECKHE CIIOW TMPOMBI-
Banu Bonoi (3x50 M), conmeBbIM pacTBopoM (3x50 mi), BeicymuBanu Hag Na,SO, U KOHIIEHTPHUPOBAIIM B Ba-
KyyMe C mojiydeHueM ocaaka. OcaloK OYMIIaIM NpH MOMOIIM XpoMaTorpaduu Ha KOJIOHKE C CHIIHMKAaresieMm,
IMIONPYS TWIALETATOM B IeTposeiiHoM d¢upe (50%) ¢ moimydyeHreM TUTYIbHOTO coenuneHus (24,9 r, 97%).
MS: m/e 642 (M+1)".

Oran D: tpeT-0yTni(2-(4-hpopmui-3-MeTokcnpeHOKCH )3T )(METHIT)KapOamar.

K pactBopy 4-rumpokcu-2-merokcudenzanpaeruna (304 r, 2 mmons) B TI'® (20 mu) mobaBisiu Tper-
OyTun(2-ruapokcudTiun)(Metrn)kapbamat (350 r, 2 mmons) U PPhs (665 1, 2,5 MmMoins). CMech 3amuimnaiy a3o-
ToM U oxyaxkaanu 1o 0 rpagycos. Pactsop DIAD (505 mr, 2,5 mmons) B TT'® (5 M) nobGasmisum k cmecu. Peak-
IIHOHHYIO CMECh IIePEeMEIINBAIN NPH KOMHATHOI TeMmepaType B TedeHne Houd. J[0OaBIsuIM BOXHBIA PacTBOP
XJIOpUIa aMMOHHSA M CMECh AKCTParupOBaIN dTHIANeTaToM. KOMOMHMPOBaHHBIE OPTaHUIECKHE SKCTPAKTHI BEI-
CyIIMBANM HaJ CyIb(PaToM HATpHA, GUIBTPOBAIHM W BHITApUBATH. HeounImeHHBIH MpOAYKT OYHINAIN IPH TI0-
MOTIIH +XpOMaTOFpa(1)I/II/I Ha KOJIOHKE C MOJy4eHHeM THTyinbHoro mponykra (300 mr, 48.5%). MS: m/e: 310
(M+1)".

Oran E:  tper-Oytun  (2-(4-((2-((R  wm  S)-1-(6eH3mnokcn)rekcan-3-mi)okcu)-4-(6uc(2,4-
JMMETOKCHOeH3MT)aMuHO )uMuazo| 2, 1-f][1,2,4 rpuasun-7-ui)(THApOKCH)METH )-3 -
METOKCHU(EHOKCH)ITHI)(METHIT)KapOamar.

K pacTtBopy (R W S)-2-((1-(6en3mnokcu)rekcan-3-mn)okcu)-N,N-6mc(2,4-
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muMmerokcuben3mn)umuaaszol2,1-f][1,2,4]rpuazun-4-amuna (237 mr, 0,37 mmons) B TT'® (10 mim) mobasisimu mo
karute pactBop H-BuLi (1,6 M, 0,7 mu, 1,1 MMoIs), IOZIEpKUBasi TEMIIEPATypy B IUama3oHe ot -75 mo -65°C.
Coycts 1 q J00ABIISITH o Karuie CYCTICH3HUIO TpeT-0yTHi(2-(4-popmui-3-
MeTOKCHU(pEHOKCH )aTIN)(MeTrn)kapbamara (340 mr, 1 mmons) B TT'® (2 mu). [TonydeHHyI0 CMECh ITepeMeITnBa-
i ipu -70°C B TedeHWe 2 9 ¥ 3aTeM HarpeBaJk 0 KOMHATHOM TeMIlepaTyphl B TeUCHHE HOYH. Peakmuio racvim
HachimeHHbIM pactBopoM NH,Cl, sxctparuposamn EtOAc (20 miix3), IpOMBIBAIN COJIEBBIM PacTBOPOM, BBICY-
mBay Hag Na,SO,, GuibTpoBaiu U KoHIEHTpUpoBad. Ocagok ouuimaiy mpu nomomu npen-TCX ¢ momyde-
HHeM TiesieBoro coenunenus (100 mr, 28,4%). MS: m/e 951 (M+1)".

Oran F: tper-0ytunm(R wmmm  S)-(2-(4-((4-(6uc(2,4-mumeTokcuben3mn)aMuHo )-2-(( 1 -ruapokcurekcan-3-
nn)okcn)ummuaazo[2,1-f][1,2,4]rpuazun-7-nn)MeTnin)-3-MeTOKCH(EHOKCH )ITHI ) (METHIT)KapOamar.

K  pactBopy  tper-Oytmn(2-(4-((2-(R  wmmm  S)-1-(6eH3mnokcu)rexcan-3-mi)okcu)-4-(ouc(2,4-

JMMETOKCHOeH3MT)aMuHO )uMuazo| 2, 1-f][1,2,4rpuasun-7-ui)(THApOKCH)METH )-3 -
MeTOKCHU(pEHOKCH )3TI)(MeTm)kapoamara (100 mr, 0,105 mmons) B MeOH (20 mir) no6asnsmu Pd/C (200 mr).
CmMech 3anyInaiy BOJOPOJIOM U IepeMEIINBalIN P KOMHATHOH TeMmeparype B TedeHne Houu. Cmech (GuibT-
poBaiy, U pUIBTPAT KOHIICHTPUPOBAIH B BaKyyme. HeoUHIeHHBI POIYKT OYUINAIH IPU TOMOIIH XPOMATO-
rpadun Ha KOJIOHKE C MOJy4eHHEeM TUTYJILHOTO poaykTa (60 Mr, 67,6%). MS: m/e: 845 (M+1)".

Oran G: (R wm  S)-3-((4-amuHO-7-(2-MeTOKCH-4-(2-(METHIIAMHHO )3TOKCH ) OSH3 I ) UMH1a30[ 2, 1 -
f][1,2,4]rpua3un -2-un)okcu)rexcad-1-om (coenuaenne A101).

K cmecn npoxykra stama F (60 mr, 0,071 mmons) B TOV (9 mn) nobasmsum H,O (1 Mi1) 1 omydeHHYIO
cMmech niepemermuBau pu 40°C B TedeHne HouM. CMECh OXJTXKIAIN 0 KOMHATHOW TEMIIEPATyphl U KOHIICH-
TpupoBanu 10 cyxoctu. K ocanky mo6asmsumi 2 H pactBop NaOH (10 mur) u JIXM (20 mun) u niepeMerntuBaia
npu KT B TedeHune 30 muH. CMech pazaersumn. Opranndeckyto a3y BeicymmBany Hajg Na,SO4 1 KOHIEHTPHPO-
BaM B BakyyMe. HeounineHHbIH NpoayKT ounianu npu nomouu npen-BOXKX ¢ noxydyenuem nenesoro coeau-
Henwus (8 mr, 25,3%).

'H SIMP (400 MI'n, IMCO-d,) & 8,88 (br,s, 2H), 8,38 (s, 1H), 8,25 (s, 1H), 7,35 (s, 1H), 7,10 (d, J= 8,1
I'y, 1H), 6,61 (s, 1H), 6,49 (d, J=8,2 I'y, 1H), 5,08 (m, 1H), 4,21 (s, 2H), 4,00 (s, 2H), 3,80 (s, 3H), 3,49 (d,
J=6,0 I'u, 2H), 3,30 (s, 2H), 2,62 (s, 3H), 1,78 (s, 2H), 1,62 (s, 2H), 1,41-1,28 (m, 2H), 0,87 (t, J=7,1 I'u, 3H)
ppm. MS: m/e 445 (M+1)".

CoennHeHme A102: 3-((4-amuHO-7-(3-x710p-4-(2-(METHIIAMHUHO )3TOKCH ) OSH3 I ) UMH1a30[ 2, 1 -
f][1,2,4]Tpra3un-2-mi)oKcH)rekcan- 1-od1.

Oran A: tpeT-0yTrin(2-(2-xmop-4-hopmusiheHOKCH )3 Th )(METHIT)KapOamar.

K pactBopy 3-xmop-4-ruapoxcudenzampaeruga (1,56 v, 10 mmons) B TI'® (20 mur) mobaBisim TpeT-
OyTun(2-ruapokcudTiun)(Metrn)kapbamart (1,75 v, 10 mmois) u PPh; (3,4 1, 13 Mmons). CMech 3amuimmany a3o-
ToM U oxyaxaanu a0 0 rpamycos. K cmecu mo6asinsimu pactsop DIAD (2,6 T, 13 mmois) B TT'® (5 mi). Peakru-
OHHYIO CMECh TICPEMCIIIUBAIIN TP KOMHATHON TeMIlepaType B TeUeHHe HOYH. [100aBIIsuIH BOJHBIA PacTBOP XJIO-
pUa aMMOHHUS U CMECh 3KCTParupoOBald dTHianeTatoM. KOMOMHUPOBAaHHBIC OPTaHUYCCKUE IKCTPAKTHI BEHICY-
MIMBaJH HaJ CYJIb(haTOM HATPUs, QUIBTPOBATH U BhIMApUBaIH. HEOUHIIEHHBIH MPOIYKT OYHINATH TIpH TIOMOLLIH
Xpomarorpaduu Ha KOJOHKE C ToJTydeHHeM TUTYJIbHOTo nposykTa (1,6 T, 49,8%). MS: m/e: 314 (M+1)".

Otan B: tper-0yTmin(2-(4-((2-((1-(6eH3mnokcH)rekcan-3 -1 )okcH ) -4-(ouc(4-
MeTOKCHOeH3mT)aMuHO )uMuaa3o[ 2, 1-f][ 1,2,4 | tpua3us-7-wm1)(THIPOKCH )METHIT)-2-

XJOPPEHOKCH )ITIIT)(METHIT)Kapbamar.

K pacTBopy 2-((1-(6enzmmokcu)rekcan-3-un)okcn)-N,N-0nc(4-MeTokcnOeH3 i ) uMu1a3o[ 2, 1-
f][1,2,4]rpuasun-4-amuna (288 mr, 0,5 mMonb) B TT'® (10 M) mobaBnsumm mo karie pactBop H-BuLi (1,6 M,
1,25 M1, 2 MMOITB), TIOJIEP KHUBAs TEMIIEpaTypy B Auamna3one ot -75 10 -65°C. Crnycts 1 94 qo6aBisuiy Mo Karuie
CycreH3uio TpeT-0yTui(2-(2-xmop-4-popmmndenoken)atmn)(mernn)kapbamara (313 mr, 1 mmons) B TT® (2
mi). [TonydenHyto cMech nepementnBany npu -70°C B TeueHue 2 4 U 3aTeM HarpeBaJu 10 KOMHATHON TeMIepa-
TYphI B TeUeHHe HOUW. Peakmuio racuim HacwimeHHBIM pactBopoM NH,Cl, skcrparuposamu EtOAc (20 mix3),
MPOMBIBAIM COJIEBBIM PAacTBOPOM, BBICYIIHBAIU Haa Na,SO,, GUIBTpOBAIN M KOHIEHTpUpoBaIU. OCalIoK OYH-
masu npu nomonty npen-TCX ¢ moydenueM meneBoro coemunenus (320 mr, 71,8%). MS: m/e 896 (M+1)".

Oran C: 3-((4-ammHO-7-(3-x10p-4-(2-(METHIAMUHO)3TOKCH )0eH3 I )uMua30[ 2, 1-f][ 1,2 4| rpuazun-2-
W)oKcH)rekcan-1-ox (coenunenue A102).

K cmecu npoaykra stana C (320 wmr, 0,357 mmons) B TOVY (4 mi) nobaensum Et;SiH (4 mun) u monyuen-
HyI0 cMech nepemerinBainy npu 85°C B Teuenue 4 4. CMech OXJIaKJaId JO KOMHATHOM TeMIlepaTypbl U KOHIICH-
TpupoBanm 10 cyxocTu. K ocanky mo6asmsmmu TOY (5 miu) u peaknuto HarpeBanu npu 80°C B TeUeHHE HOYH.
CMech KOHIIEHTPHPOBAIHN B BaKyyMe, H OCaJOK OYMINAIH MpH momony npern-BIXKX ¢ momydeHneM 1eneBoro
coenuHeHU (25 mr, 15,6%).

'H SIMP (400 MI'u, IMCO-dq) & 8,12 (s, 1H), 8,00 (s, 1H), 7,38 (s, 1H), 7,32 (s, 1H), 7,21 (d, J=8,2 T',
1H), 7,07 (d, J=8,2 T'm, 1H), 5,07-5,01 (m, 1H), 4,44 (s, 1H), 4,07 (s, 4H), 3,49 (s, 2H), 2,93 (d, J=4,5 I'u, 2H),
2,41 (s, 3H), 1,83-1,71 (m, 2H), 1,60 (d, J=6,3 I', 2H), 1,38-1,25 (m, 2H), 0,85 (t, J=7,1 T'm, 3H) ppm. MS: m/e
449 (M+1)".

Coenunenne A103: (R wm S)-3-((4-amnHO-7-(3-MeTHn-4-(2-(METHIAMHHO)3TOKCH)OSH3 ) UMK 1a30[ 2, 1-
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f][1,2,4]Tpra3uH-2 -uia)oKCH)reKcan-1-oi.

Oran A: TpeT-0yTni(2-(4-hopmui-2-MeTniiheHOKCH)ITHIT)(METHIT) Kapbamar.

K pactBopy 4-runpoxcu-3-merunoen3anpaeruaa (1,36 v, 10 mmons) B TT'® (20 mur) goGaBisiid TpeT-
OyTun(2-ruapokcudTiun)(Metrn)kapodamart (1,75 v, 10 mmois) u PPh; (3,4 1, 13 Mmonns). CMech 3amuiiany a3o-
ToM U oxyaxaanu a0 0 rpamycos. K cmecn mo6asnsimu pactsop DIAD (2,6 T, 13 mmois) B TT'® (5 mi). Peakru-
OHHYIO CMECh IIepEMEIINBAIIN P KOMHATHON TeMIlepaType B TeueHrne HouH. Jl00aBIsii BOAHBIA PacTBOP XJIO-
pHUIa aMMOHHS M CMECh SKCTParupoBaiy dTuianeTatoM. KoMOMHHUPOBaHHBIE OPTaHWMYECKHE SKCTPAKTHI BBICY-
MIWBAJH HaJ CyIb(haToM HATpus, GUIHTPOBAIH U BHIMapuBaii. HeounmeHHbIH NPOYKT OYNIIAIH TP TOMOIIN
Xpomatorpaduu Ha KOJOHKE ¢ MoJTydeHHeM TUTYJIbHOTO TipoaykTa (1,7 1, 58%). MS: m/e: 294 (M+1)".

Otan B: tpeT-0yTHn(2-(4-((2-(((R U S)-1-(6en3nnokcn)rexcan-3-ui)okcn )-4-(6uc(2,4-
JMMETOKCHOeH3MT)aMuHO )uMuazo| 2, 1-f][1,2,4rpuasun-7-ui)(THAPOKCH)METHI )-2 -
MeTWI(HEHOKCH)ITHIT)(METIIT)KapOamar.

K pacTtBopy (R W S)-2-((1-(6en3mnokcu)rekcan-3-mn)okcu )-N,N-6mc(2,4-
quMmerokcuben3mn)umuaaszol2,1-f][1,2,4]rpuasun-4-amuna (384 mr, 0,6 mmons) B TT'® (10 M) nobapmsuid 1o
karie pactBop H-BuLi (1,6 M, 0,75 mu, 1,2 MMoms), ojaep kuBasi TeMrepaTypy B quamna3one ot -75 mo -65°C.
Cryctst 1 q JI0OABIISIITH o Karuie CYCTICH3HUIO TpeT-0yTHi(2-(4-popmui-2-
Metwiheroken)aTun)(mernn)kapoamara (300 mr, 1 Mmonb) B TT'® (2 mu). [ToydeHHYI0 cMech TIepeMeITnBaIn
mpu -70°C B TeueHne 2 9 W 3aT€M HArpeBalid JI0 KOMHATHON TeMIlepaTyphl B TEUCHHE HOYW. Peakiuio racuiu
HachimeHHbIM pactBopoM NH,Cl, sxctparuposamn EtOAc (20 miix3), IpOMBIBIM COJIEBBIM PacTBOPOM, BBICY-
muBain Haa Na,SO,, umsTpoBanyu u koHneHTprpoBa. Ocanaok ounmianmy mpu momomy BOXKX ¢ moryaennem
neseBoro coeaunenus (400 mr, 71,4%). MS: m/e 935 (M+1)".

Oran C: tper-Oytua(R wmm  S)-(2-(4-((4-(6nc(2,4-numeroxcnben3mn)aMnHo)-2-((1-rugpokcurexcan-3-
win)okcu)umuaaso[2,1-f][1,2,4]rpua3un-7-mwin)MeTrn)-2-Me THI(PESHOKCH ) 3THUT ) (METHLIT )KapOaMar.

K  pactBopy  tper-Oytmn(2-(4-((2-(R  wmmm  S)-1-(6eH3mnokcu)rexca-3-mi)okcu)-4-(ouc(2,4-
JIMMeTOKCHOeH3mT)aMuHO )uMuazo| 2, 1-f][1,2,4rpuasun-7-ui)(THAPOKCH)METHI )-2 -
MmetmideHokcn)aTrn)(Metmn)kapoamara (400 mr, 0,428 mmons) B8 MeOH (20 mi) mobasnsun Pd/C (400 mr).
CMech 3anyIiaiy BOAOPOJIOM U IIepeMeIINBalIN P KOMHATHOHM TeMmeparype B TedeHne Houu. Cmech GuibT-
poBany U GMIBTPAT KOHIEHTPUPOBAIN B BaKyyMe. HEOUHMIIEHHBIH MPOAYKT OYHIAIN TPH TTOMOIIA XpPOMAaTO-
rpadun Ha KOJIOHKE C MOJNydeHHeM THTYJIbHOTO poaykTa (200 Mr, 56,4%). MS: m/e: 829 (M+1)".

Oran D: (R wmm  S)-3-((4-amuHO-7-(3-MeTnin-4-(2-(METHIIAMHIHO )3TOKCH ) OCH3MIT ) UMHU1a30[ 2, 1 -
f][1,2,4]rpuasun-2 -un)okcu)rexcad-1-om (coenuaenne A103).

K cmecu npoaykra stama C (200 mr, 0,24 Mmonb) B TOY (9 mi) mobasnsmu H,O (1 Mi1) 1 omydeHHYIO
cMmech niepemernuBann pu 40°C B TedeHue HOuM. CMECh OXJTXKIAN 0 KOMHATHOW TEMIIEpPAaTyphl U KOHIICH-
TpupoBaiu a0 cyxoct. K ocanky mobasnsumm 2 H pacteop NaOH (10 M) u XM (20 mi1) ¥ nepeMerinBanu
npu KT B TeueHue 30 mun. CMech paznersumn. Opranndeckyto (asy BeicymmBany Hajg Na,SO4 1 KOHIEHTPHPO-
BaM B BakyyMe. HeounineHHbIH NpoayKT ounianu npu nomouu npen-BOXKX ¢ noxydyenuem nenesoro coeau-
Henwus (40 mr, 38,8%).

'H SIMP (400 MI'n, IMCO-dq) & 8,08 (s, 1H), 7,97 (s, 1H), 7,26 (s, 1H), 7,07 (d, J=10,3 T';, 2H), 6,82 (d,
J=8,1 I'n, 1H), 5,11-5,02 (m, 1H), 4,45 (s, 1H), 4,01 (s, 2H), 3,96 (t, J=5,5 'y, 2H), 3,49 (d, J=5,0 ', 2H), 2,84
(t, J=5,5 I'u, 2H), 2,35 (s, 3H), 2,10 (s, 3H), 1,79 (dd, J=12,5, 6,1 T'w, 2H), 1,65-1,58 (m, 2H), 1,33 (dt, J=14,5,
7,1 T, 2H), 0,86 (t, J=7,3 ', 3H) ppm. MS: m/e 429 (M+1)".

Coenunenne  A104: (R wmm  S)-3-((4-amuHO-7-(3-(2-(METHIAMIHO )3 TOKCH )OS H3MIT ) UMK Aa30[ 2, 1 -
f][1,2,4]Tpra3uH-2-mi)oKCcH) TeKcaH-1-o71.

Oran A: tpeT-0yTri(2-(3-hopMundeHOKCH )ITHIT)(METHII)KapOamar.

K pacTtBopy 3-ruipokcubeH3aIbIeTHIA 2 T, 16,39 MMOJIB), TpeT-0yTHin(2-
runpokcudITII)(MeTrin)kapbamata (2,9 T, 16,57 mmoins) u PPh; (6,4 T, 24,4 MmMons) B TT'® (60 mi) nobapmsuiu
pacteop DTAD (4,1 r, 17,83 mmonb) B TT'® (20 mur) B armocdepe N, npu 0°C. PeakunoHHyIo cMech mepeme-
muBany B reueHue 16 1 npu 25°C. Ilocrne 3aBepiieHns peakIMOHHYI0 CMECh raciiin BoJo# (50 mMit) 1 aKcTparu-
poBay EtOAc (3x80 mur). KomOuaMpoBaHHbIe opranndeckue ciion mpomMbiBasid BogH. NaHCOs (3x50 mu), co-
7eBbIM pacTBopoM (50 mur), BeicymmBany Hag Na,SO4 M KOHIEHTPHPOBAIM B BaKyyMe C TIOJIydeHHEM OCaJIKa.
Ocanok OYHIIaTH P IMOMOIIM XpoMarorpaduy Ha KOJIOHKE C CHIIMKAresaeM, dIIIONPYs STHIALETaTOM B IETPO-
neitnoM >¢pupe (20%) ¢ HONydeHHEM THTYILHOTO coeIuHen s (4,3 T, HeouuenHblit). MS: m/e 302 (M+Na)'.

Otan B: tpeT-0yTHn(2-(3-((2-(((R U S)-1-(6en3nnokcn)rexcan-3-mi)okcn )-4-(6uc(2,4-
IuMeToKcrOeH3m )aMuHo )umuaaszo[2,1-f][1,2,4 tpuazun-7
1n)(THIPOKCH)METHIT)DEHOKCH )3 THIT ) (METHII )KapOamar.

K pacTtBopy (R W S)-2-((1-(6en3mnokcu)rexcan-3-mn)okcH)-N,N-6unc(2,4-
numeTokcuben3mwn)umunasol2,1-f][1,2,4 rpuazun-4-amuna (500 mr, 0,78 mMoinp) B TT'® (20 M) mobaBisiia H-
BuLi (2 mi, 3,2 mmons) B atMocdepe N, npu -78°C. Tlocne mepememmBanus B Tedenune 0,5 1 mpu -78°C, mo-
6aBs TpeT-0yTHI(2-(3-popmundenoken )t )(Mermin)kapdbamar (870 Mr, HeouHIIEHHbIH). PeakiuoHHyrO
cMech mepeMmeruBain B TeueHue 2,5 4 mpu -78°C. Ilocne 3aBepiieHHs peakLUOHHYI) CMECh TacWiIM BOJIH.
NH4C1 (30 mi) u axctparupoBanu JIXM (3x30 mu1). KoMOMHUpOBaHHBIE OPTaHUYECKHE CIIOM BBICYITUBAIHM HaJ
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Na,SO, 1 KOHIIEHTPUPOBAIX B BaKyyMe ¢ HoTydeHHeM ocajka. Ocagok OUHIIaIN TP MOMOIIH XpoMarorpadun
Ha KOJIOHKE C CHIIMKarelyieM, IIOUpPYs ATWIALETaTOM B reTpoiieiHoM adupe (50%) ¢ moaydeHHeM TUTYIHHOTO
coenunenus (150 mr, 21%). MS: m/e 921 (M+1)".

Oran C: tper-Oytun(R wmu  S)-(2-(3-((4-(6uc(2,4-mumeToxcuben3mn)aMuHo )-2-(( 1 -ruapokcurekcan-3-
nn)okcn)ummuaazo[2,1-f][1,2,4]rpuazun-7-nn)MeTnn ) peHOKCH)ITHIT)(METHIT ) KapOamar.

K  pactBopy  tper-OyTmin(2-(3-((2-((R  wmmm  S)-1-(6eH3minokcwm)rexcan-3-mir)okcu)-4-(6uc(2,4-
TuMeTOKcrOeH3m )aMuHo )umuaaszo[2,1-f][1,2,4 tpuazun-7-
nin)(rupokcu)MeTrn)heHoken )aTii)(Metrn)kapoamata (150 mr, 0,163 mmons) B MeOH (20 mur) goGasisiin
Pd/C (150 mr) u AcOH (0,1 mi). Peakimonnyio cMech nepemerniBain B Tedenue 24 41 mpu 40°C B atmocdepe
H, (1 atm). Cmech punbTpoBany, ¥ GUIBTPAT KOMOWHUPOBAIM BMECTE U KOHIIEHTPUPOBAJIH B Bakyyme. Ocagok
OYMIIAIH NPHU TTOMOIIY XpoMaTorpaduy Ha KOJOHKE C CHIIMKAreseM, IIOUpYs ATWIALETaTOM B METPOJICHHOM
s¢upe (90%) ¢ nomyueHHeM THTYIbHOTO coeaunenus (120 mr, 90%). MS: m/e 815 (M+1)".

Oran D: (R wiu S)-3-((4-amuno-7-(3-(2-(MeTmiIaMuHO )3ToKCH)0eH3mI ) uMuaszo[2,1-f][ 1,2 4| rpuazun-2-
Wi)oKcH)rekcan-1-ox (coenunenue Al04).

Tper-0yTun(R W S)-(2-(3-((4-(6nc(2,4-numeTokcndeH3mT)aMuHo )-2 -(( 1 -rugpokcurexcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuaszun-7-un)mernn)penoken)atn)(metun)kapobamar (120 mr, 0,147 Mmonb)
pactBopsi B TOVY (3 mur) u H,O (0,3 mur) B atmocdepe N,. PeaknmmoHHyr0 cMech iepeMeiBaiv B TeueHue 12
g ipu 40°C. Tlocne 3aBepIeHUs] PACTBOPUTENh YAAISUIH B BakyyMe. Ocanok pa3Boawinu BogoH (20 mn) u JIXM
(20 M) u Bomuyto dazy 3axucasmu 1 H HCI no 3navenus pH ot 1 no 2. Boxnyto da3y npomesamu JIXM (3x30
wn) u omenaynBainy 2 H NaOH no 3nauenus pH ot 13 1o 14 u sxcrparuposanu JIXM/i-PrOH (5/1, 3x100 mu).
KomOuHMpOBaHHBIE OpraHWYECKHE CIION BBICYMIMBAIH HaJ Na,SO4 ¥ KOHIICHTPUPOBAIH B BaKyyMe C ITOJTy4SHH-
eM ocaaka. Ocanok ounmiany mpu oMoy npen-TCX (JIXM/CH;0OH (NHs) = 15/1 k 10/1) ¢ mosydeHnemM TH-
TyJbHOTO coenuHeHwus (30 MT).

'H SIMP (400 MTI'ti, CD;0D) & 7,29 (s, 1H), 7,23 (t, J=7,6 ', 1H), 6,99-6,79 (m, 3H), 5,17 (s, 1H), 4,18
(s, 2H), 4,13 (s, 2H), 3,64 (d, J=6,8 'y, 2H), 3,19 (s, 2H), 2,61 (s, 3H), 1,96-1,83 (m, 2H), 1,77-1,56 (m, 2H),
1,48-1,31 (m, 2H), 0,90 (t, J=7,2 T, 3H) ppm. MS: m/e 415 (M+1)".

Coenunenne  A105 n  coeguHenue  Al106: (R wm S)-3-((4-amuno-7-(3-Pprop-4-(2-
(MeTmTaMuHO )3TOKCH)OeH3IwT)uMuaa3o[2,1-f][1,2,4 | rpuazun-2-uwn)okcu)rexcan-1-om, u (S win R)-3-((4-amuHo-
7-(3-¢prop-4-(2-(MeTrnamMnuHO )3TOKCH ) 0eH3mm)uMuaazo[ 2,1-f][1,2,4 | rpuazun-2-mn)okcu)rekcan-1-omu  coenu-
HEHUe A91 3-((4-amunO-7-(3-prop-4-(2-(MeTHIAMUHO )3TOKCH ) OeH3mIT)Muaa30( 2, 1-f][ 1,2 ,4 | tpua3un-2-
WIT)OKCH)TEeKCaH-1-01 pa3feissiy Ha ABa ONTHYECKHX m3oMmepa coenuHenne A105 u coemunenune A106 mpu mo-
Mot nipern-CKOX. Ycenosus npen-CKOX npuBeneHbl HUXKE.

Komnonka CHIRALPAK AD-H

Pasmep kononkn 5 cM x 25 cM, 5 MKM

Unbekumst K8 M

MobGuubHas dasa ICO,:UTIC(2 MM MNH3-MeOH)=55:45
CxopocTb TOKa P00 mn/MuH

JIvHa BOJTHBI UV 220 um

Temnepatypa B5°C

PactBop obpasua 36,5 mr/mn B MeOH:IXM=3:1

Coenunernne A105 (R wmu S ontryeckuii uzomep 1): 'H SIMP (400 MI'u, CD;OD) & 7,31 (s, 1H), 7,12-
6,99 (m, 3H), 5,21-5,10 (m, 1H), 4,18-4,08 (m, 4H), 3,70-3,58 (m, 2H), 3,03-2,92 (m, 2H), 2,47 (s, 3H), 1,96-
1,82 (m, 2H), 1,80-1,60 (m, 2H), 1,45-1,30 (m, 2H), 0,90 (t, J=6,8 I'n, 3H) ppm. MS: m/e 433 (M+1)".

Coenunenne A106 (S wmu R onTryeckuii uzomep 2): 'H SIMP (400 MI'u, CD;OD) & 7,31 (s, 1H), 7,12-
6,98 (m, 3H), 5,22-5,12 (m, 1H), 4,19-4,11 (m, 4H), 3,70-3,59 (m, 2H), 3,04-2,97 (m, 2H), 2,49 (s, 3H), 1,96-
1,81 (m, 2H), 1,79-1,58 (m, 2H), 1,50-1,30 (m, 2H), 0,90 (t, J=7,2 ', 3H) ppm. MS: m/e 433 (M+1)".

Coenunenne A107: (R wmm S)-3-((4-amuHO-7-(2-MeTHn-4-(2-(METHIAMHHO)3TOKCH)OSH3 ) UMK Ia30[ 2, 1-
f][1,2,4]Tpra3us-2 -ui)oKCH)reKcan-1-oi.

Oran A: TpeT-0yTni(2-(4-hopmui-3-metniiheHOKCH)aTHIT)(METHIT) KapOamar.

K pactBopy 4-runpokcu-2-metmnbensanpaeruaa (1,36 r, 10 mmons) B TI'® (20 M) moGaBnsuid TpeT-
oyTun(2-ruapokcuy Tt )(MeTn)kapoamat (1,7 r, 10 mmons) u PPh; (3,4 1, 13 MMomns). CMech 3amumany a3o-
Tom u oxuaxaanu o 0 rpamycos. Pacteop DIAD (2,6 r, 13 Mmmons) B TT'® (5 M) noGaensim k cmecu. Peakiu-
OHHYIO CMECh IIepEMEIINBAIIN IPH KOMHATHON TeMIlepaType B TeueHrne Houn. Jl00aBIsimy BOAHBIA pacTBOP XJIO-
pHuIa aMMOHHS M CMECh SKCTParupoBajiy dTuianeTatoM. KoMOMHHUPOBaHHBIE OPTaHWMYECKHE SKCTPAKTHI BBICY-
MIMBAJH HaJ Cyib(haToM HATpus, GUIFTPOBAIH U BEIMapuBaii. HeounmeHHbII MPOYKT OYNIIAIH IPH TOMOIIN
Xpomarorpaduu Ha KOJTOHKE ¢ TIoTydeHHeM THTYJIbHOTo mpoaykTa (1,5 T, 51,2%). MS: m/e: 294 (M+1)".

Oran B: tpeT-0yTrim(2-(4-((2-((R HATTH S)-1-(6en3unokcu)rexkcan-3-min)okcn)-4-(omc(2,4-
TUMeTOKCHOeH3 I )aMiuHo )uMuaaszo[2,1-f][1,2,4 | tpruazun-7-mi)(THIpOKCH )METHI)-3 -
MeTWI(HEHOKCH)ITHIT)(METIIT)KapOamar.

K pacTtBopy (R W S)-2-((1-(6en3mnokcu)rekcan-3-mn)okcu )-N,N-6mc(2,4-
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qumerokcuben3mn)umuaaszol2,1-f][1,2,4]rpuazun-4-amuna (530 mr, 0,82 Mmmons) B TT'® (10 mim) mobasisimu mo
karute pactBop H-BuLi (1,6 M, 1 mu, 1,6 MMoIb), IoJAepKKBast TEMIIEPATypy B IUama3oHe oT -75 1o -65°C.
Coycts 1 q JI0OABIISIITH o Karuie CYCTICH3HUIO TpeT-0yTHin(2-(4-popmui-3-
MeTtwidheroken)aTn)(Metnn)kapoamara (400 mr, 1,36 mmons) B TT'® (2 mu). [TorydeHHYIO CMECh MepeMeniIn-
Banu mpu -70°C B TedeHue 2 4 U 3aTeM HarpeBajM 10 KOMHATHON TEMIIEpaTyphl B TeUCHHUE HOYM. Peakiuio ra-
cunu HachlmeHHbIM pactBopoM NHCl, skctparupoBamu EtOAc (20 mMax3), MpOMBIBaIH COJIEBBIM PacTBOPOM,
BeICymuBaiK Haj Na,SO,4, GuiabTpoBamy u KOHIEHTpUpoBanu. Ocagok o4HImamy npu nomomu mnpern-TCX ¢
TIOydeHHeM LeNneBoro coenunenus (400 mr, 52,2%). MS: m/e 935 (M+1)".

Oran C: tper-Oytun(R wmu  S)-(2-(4-((4-(6uc(2,4-mumeToxcrben3un)aMuHo )-2-(( 1 -ruapokcurekcan-3-
nn)okcn)ummuaazo[2,1-f][1,2,4]rpuazus-7-nn)MeThN)-3-MeTUIPEHOKCH )ITHIT ) (METHIT)KapOamar.

K  pactBopy  tper-OyTmn(2-(4-((2-(R  wmmm  S)-1-(6eH3mnokcu)rexcan-3-mi)okcu)-4-(ouc(2,4-
JMMETOKCHOeH3MT)aMuHO )uMuazo| 2, 1-f][1,2,4rpuasun-7-ui)(THApOKCH)METH )-3 -
MmetmideHokcun)aTrn)(MeTmn)kapbamara (400 mr, 0,42 mmons) B MeOH (20 min) no6asmsmn Pd/C (400 mr).
CMech 3amuiaig BOJAOPOIOM U MEPEMEIIUBAIIN MIPH KOMHATHON TeMIeparype B TeueHne Houn. CMmech QUibT-
poBaiy, U pUIBTPAT KOHIICHTPUPOBAIX B BaKyyme. HeoUHIIEHHBI POIYKT OYUINAIH PU TOMOIIH XPOMATO-
rpaduu Ha KOJIOHKE C MOJNydeHHeM THTYJIbHOTO mpoaykTa (200 Mr, 57,6%). MS: m/e: 829 (M+1)".

Oran D: (R wmm  S)-3-((4-amuHO-7-(2-MeTnn-4-(2-(METHIIAMHIHO )3TOKCH ) OCH3MIT ) UMU1a30[ 2, 1 -
f][1,2,4]rpuasun-2 -un)okcu)rexcad-1-on (coenuaenne A107).

K cmecu npoaykra stama C (200 mr, 0,24 Mmonb) B TOY (9 mi) mobasnsmu H,O (1 Mi1) v momydeHHYIO
cMmech niepemernuBanu pu 40°C B TedeHne Houn. CMECh OXJTXKIAIN 10 KOMHATHOW TEMIIEpAaTyphl U KOHIICH-
TpupoBanu 10 cyxoctu. K ocanky mo6asmsumn 2 H pactBop NaOH (10 mur) u JIXM (20 mu1) ¥ niepeMerntuBaid
npu KT B TedeHne 30 mun. CMech paznersuin. Oprannueckyto a3y BeicymmBany Hajg Na,SO4 U KOHIEHTPHPO-
BaM B BakyyMe. HeounieHHbIH IpoayKT ounianu npu nomouu npen-BOXKX ¢ noixydyenuem nenesoro coeau-
Henwus (36 wmr, 34,9%).

'"H SIMP (400 MT'i, IMCO-dq) & 8,10 (s, 1H), 7,98 (s, 1H), 7,13 (s, 1H), 7,08 (d, J=8,1 I';, 1H), 6,77 (s,
1H), 6,68 (d, J=7,9 I'u, 1H), 5,06 (s, 1H), 4,5 (br,s, 1H), 4,02 (s, 2H), 3,96 (s, 2H), 3,48 (s, 2H), 2,83 (d, J=3,3
I'y, 2H), 2,34 (d, J=2,7 I'u, 3H), 2,27 (s, 3H), 1,77 (s, 2H), 1,60 (s, 2H), 1,39-1,26 (m, 2H), 0,86 (t, J=7,1 I'L,
3H) ppm. MS: m/e 429 (M+1)".

Coenunennie A108: (R wmm S)-3-((4-amuHO-7-(2-X70p-4-(2-(METHIAMUHO )3TOKCH )OSH3MIT ) UMUIa30[ 2, 1 -
f][1,2,4]Tpra3un-2-mi)oKcH )rekcan- 1-od1.

Oran A: tpeT-0yTri(2-(3-xmop-4-hopmusiheHOKCH )3 Th )(METHIT)KapOamar.

K pactBopy 2-xmop-4-ruapoxcudenzanpiaeruga (1,56 v, 10 mmons) B TI'® (20 mur) mobaBisim Tpet-
OyTui(2-ruapokcudTiun)(Metrn)kapodamart (1,75 v, 10 mmois) u PPh; (3,4 1, 13 Mmons). CMech 3amuiiany a3o-
ToM U oxyaxaanu a0 0 rpamycos. K cmecu mo6asinsimu pactsop DIAD (2,6 T, 13 mmois) B TT'® (5 mi). Peakru-
OHHYIO CMECh TICPEMCIITUBAIIN P KOMHATHON TeMIIepaType B TeUeHHEe HOYH. [100aBIsuIH BOJHBIA PacTBOP XJIO-
pUa aMMOHHUS U CMECh 3KCTParupoOBald dTHianeTatoM. KOMOMHUPOBAaHHBIC OPTaHUYCCKUE IKCTPAKTHI BEHICY-
MIMBaJH HaJ CyJIb(haToM HATPUs, QUIBTPOBATIH U BHIMAapHBaH. HeOUUIIIEHHBIH POIYKT OYUIIAIH IIPH TOMOIIA
Xpomatorpaduu Ha KOJOHKE C ToJTydeHHeM TUTYJIbHOTo nposykTa (0,8 T, 25,6%). MS: m/e: 314 (M+1)".

Otan B: tpeT-oyTHi(2-(4-((2-(((R 13051 S)-1-(6en3nnokcu)rexcan-3-mi)okcn )-4-(6uc(4-
MeTOKCHOeH3mI)aMuHO )uMuAa3o[2,1-f][ 1,2,4 | tpua3uH-7-wm1)(THIPOKCH )METHII)-3-

XJIOPPEHOKCH )ITHIT)(METHIT)Kapbamar.

K pactBopy (R mmm S)-2-((1-(6en3unokcu)rexcan-3-mn)okcu)-N,N-0uc(4-MmeTokcnoeH3mn ) umMuaas3ol 2, 1 -
f][1,2,4]rpuasun-4-amuna (288 mr, 0,5 mMonb) B TI'® (10 M) mobaBnsumm mo karie pactBop H-BuLi (1,6 M,
1,25 M1, 2 MMOITB), TIOJIEP KHUBAs TEMIIEpaTypy B Auamna3one ot -75 10 -65°C. Crnycts 1 9 qoGaBisuiy Mo Karuie
cycreH3uio TpeT-0yTui(2-(3-xmop-4-popmmndenokcn)atmn)(mernn)kapbamara (313 mr, 1 mmons) B TT® (2
Mi). [Tonydennyto cMech nepementnsany npu -70°C B TeueHue 2 4 U 3aTeM HarpeBaJu 10 KOMHATHON TeMIepa-
TYphI B TeUeHHE HOUW. Peakmurio racmim HackimeHHBIM pacTBopoM NH,Cl, skcrparupoBamu EtOAc (20 mix3),
MPOMBIBAIM COJIEBBIM PAacTBOPOM, BBICYIIHBAIU Haa Na,SO,, GUIBTpOBAIN M KOHIEHTpUpoBaIU. OCalIoK OYH-
masu npu nomonty npen-TCX ¢ motydenueM meneBoro coemunenus (120 mr, 26,8%). MS: m/e 895 (M+1)".

Oran C: (R wm  S)-3-((4-amuHO-7-(2-X710p-4-(2-(METHIAMHUHO )3TOKCH)OEH3MI UMK 1a30[ 2, 1 -
f][1,2,4]Tpra3un-2-wmn)okcu)rexcan-1-om (coequaenne A108).

K cmecu npoaykra stana C (120 wmr, 0,134 mmons) B TOVY (4 mu) no6aensum Et;SiH (4 M) u monyuen-
HyI0 cMech nepemerinBainy npu 85°C B Teuenue 4 4. CMech OXJIaKJaId JO KOMHATHOM TeMIlepaTypbl U KOHIICH-
TpupoBanm 10 cyxocTu. K ocanky mo6asmsmmu TOY (5 mi) u peaknuto HarpeBanu npu 80°C B TeUeHHE HOYH.
CMech KOHIIEHTPUPOBAIH B BaKyyMe M OCaIOK OYHINAIN Ipu momoud npern-BOXKX ¢ momxydeHneMm meiaeBoro
coenuHeHus (15 mr, 25%).

'H SIMP (400 MI'u, IMCO-dq) & 8,13 (s, 1H), 8,00 (s, 1H), 7,25 (d, J=8,4 T'u, 1H), 7,21 (s, 1H), 7,05 (s,
1H), 6,86 (d, J=8,6 'y, 1H), 5,09-5,01 (m, 1H), 4,5 (br,s, 2H), 4,14 (s, 2H), 4,02 (t, J=4,9 ', 2H), 3,48 (d, J=5,3
I'm, 2H), 2,85 (d, J=5,1 I'u, 2H), 2,35 (s, 3H), 1,77 (d, J=6,0 I'y, 2H), 1,59 (d, J=4,6 'y, 2H), 1,31 (dt, J=14,5,
7,0 T, 2H), 0,85 (t, J=7,2 ', 3H) ppm. MS: m/e 449 (M+1)".

Coemunenne A109: (3R wmm  S)-3-((4-amunHO-7-((6-((1-(MeTHIAMHUHO )TPONIAH-2 -WIT)OKCH ) TUPUANH-3 -
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wi)Metwi)umunasol2,1-f][1,2,4]tpuasuH-2-1ia)okcu)rekcan- 1 -oi.

Oran A: TpeT-0yTni(2-ruApoKCUIIPOIHIT ) (METHI)KapOamar.

K pactBOpy Tper-OyTui-metuin(2-okcoaTmin)kapdbamara (3,9 r, 22,5 mmons) B TT'® (80 mur) moGassmu
CH;BrMg (24,8 mu, 24,8 mmons) B atMocdepe N, nipu -0°C. PeakimoHHYIO0 cMech TIepeMeInBal B TeueHue 1
g ipu 25°C. Tocne 3aBepiieHust peakoHHy0 cMech racunu BogH. NH4Cl (50 mu) u axcrparupoBanu EtOAc
(3x50 mur). KomOnHNpOBaHHbBIE OpraHMYecKre cI0U BhICymMBaiy Hall Na,SO4 1 KOHIEHTPUPOBAIHM B BAKyyMe C
noiy4eHrneM ocamaka. OcaloK OYMINA M MPH MOMOINM XpoMmarorpaduu Ha KOJOHKE C CHIIMKAreleM, JIIIOUPYS
STHJIAIETaTOM B meTposieiiHoM adupe (50%) ¢ momydenuem TuTynpHOTO coenunenus (3,87 r, 91%).

'H SIMP (400 MT'n, IMCO-dg) & 4,64 (s, 1H), 3,77 (d, J=5,6 ['n, 1H), 3,14 (dd, J=13,6, 5,2 I'n, 1H), 2,97
(dd, J=13,6, 6,8 ', 1H), 2,89-2,75 (m, 3H), 1,36 (s, 9H), 1,00 (d, J=5,6 T';, 3H) ppm.

Oran B: tper-0yTnn(2-(4-popmumndenokcn)mporn)(MeTrI)Kapbamar.

K pactBopy 6-XJIOPHUKOTHHAIbAECTUAA (500 MT, 3,52 MMOJIb), TpeT-OyTHi(2-
runpokcunpormi)(Metmwi)kapoamata (800 mr, 4,23 mmons), Pdy(dba); (240 mr, 0,262 mmois) u Cs,CO; (2,3 T,
7,05 mmois) B muokcane (10 mur) no6aemsiim RuPhos (247 1, 0,528 mMons) B atMocdepe N,. PeaknuonHyio
cMech nepememninBany B TedeHne 12 4 mpu 95°C. CMech GUABTpoBaIH, U QUIBTPAT KOMOMHUPOBAIM BMECTE H
KOHILIEHTPUPOBaJIK B BakyyMe. OcaioKk OYHMIIAIM NPH MOMOILIM XpoMmarorpaguu Ha KOJOHKE C CHJIMKAareiem,
IMIONPYS ATUIIALIETATOM B ieTposieiinoM 3¢dupe (30%) ¢ moaydeHuem TUTyisHoOro coeanHenus (600 mr, 58%).

'H SIMP (400 MI'u, IMCO-dg) & 9,95 (s, 1H), 8,72 (s, 1H), 8,11 (d, J=8,4 T'u, 1H), 6,91 (s, 1H), 5,57 (s,
1H), 3,43 (s, 2H), 2,80 (d, J=9,2 T', 3H), 1,35 (s, 9H), 1,27 (d, J=5,6 T'y, 3H) ppm. MS: m/e 295 (M+H)".

Oran C:  7tper-Oytmmr  (2-((5-((2-((R  wmmm  S)-1-(6eH3MIIOKCH)TeKcan-3-mi)okcn)-4-(omc(2,4-
TuMeToKcrOeH3m )aMuHo )umuaaszo[2,1-f][1,2,4 tpuazun-7-mn)(THIPOKCH )METHIT ) TAPUIUH-2 -

WIJT)OKCH ) TIpOTTIUT ) (METHIT ) KapOamar.

K pacTtBopy (R W S)-2-((1-(6en3mnokcu)rexcan-3-mm)okcH)-N,N-6uc(2,4-
numeTokcubensmwn)umunasol2,1-f][1,2,4 Jrpuazun-4-amuna (600 mr, 0,934 mmons) B TT® (15 mim) mobaBisiin H-
BuLi (0,88 mi, 1,41 mmois) B atmocdepe N, mpu -78°C. [ocne nepemenmmBanus B tedenue 0,5 4 mpu -78°C,
no6aBisn TpeT-0yTri(2-(4-hopmundenokcn)npommn)(MeTnin)kapoamar (328 mr, 1,12 mMons). Peakimonnyro
cMech mnepeMemuBain B TeueHue 2,5 4 mpu -78°C. Ilocne 3aBeplieHHs peakLMOHHYIO CMECh TacWiIM BOJIH.
NH,4C1 (30 mi) u sxctparupoBanu JIXM (3x50 mi1). KoMOMHUpOBaHHBIE OPTaHUYECKHE CIIOM BBICYITUBAIHM Ha
Na,SO, 1 KOHIIEHTPUPOBAIM B BaKyyMe ¢ HoJTydeHHeM ocajka. OcagoK OUHIIaIN P MOMOIIH XpoMarorpadun
Ha KOJIOHKE C CHIIMKareyieM, IIOUpPYs ATWIALETaTOM B reTpoiieiHoM adupe (50%) ¢ moaydeHHeM TUTYIHHOTO
coenunenus (510 mr, 58%). MS: m/e 936 (M+H)".

Oran D: tper-Oytrin(2-((5-((4-(6uc(2,4-mumeroxcnoeH3mn)aMuto)-2-((R mmu  S)-1-rugpokcurexcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuazun-7-11)MeTHIT ) TAPUIUH-2-HT ) OKCH ) TIPOTTHUT ) (METHIT ) KapOamar.

K  pactBopy  Tper-OyTmin(2-((5-(2-(R  wmmm  S)-1-(6eH3uiokcw)rexcan-3-mr)okcu )-4-(6uc(2,4-
TuMeToKcrOeH3m )aMuHo )umuaaszo[2,1-f][1,2,4 tpuazun-7-mn)(THIPOKCH )METHIT ) TAPUIUH-2 -
nn)okcu)nponwn)(metun)kapdbamara (410 mr, 0,438 mmons) B MeOH (30 M) mo6asnsitm Pd/C (410 mr) u
AcOH (0.4 mu). Peaknmonnyto cMech nepememnBany B TeueHue 12 1 mpu 40°C B atmocdepe H, (1 atm). Cmech
¢unpTpOBaM M QUIBTPAT KOMOWHUPOBAIM BMECTE M KOHIICHTPUPOBAIH B BakyyMme. OcalloK OuMIaiid IpH HO-
MOIIX XpoMmarorpaduy Ha KOJIOHKE C CHIIMKAareseM, SIIOUpYsl 3TUIIAleTaToM B reTpoieinsiit a¢up (70%) c no-
JiydeHHeM TUTyIbHOTO coemunenus (180 mr, 50%). MS: m/e 830 (M+H)".

Otan E: (3R WU S)-3-((4-amun0-7-((6-((1-(MeTHIAMUHO )ITPOTIaH-2-NIT)OKCH ) TUPUTIH-3 -
win)Mmetwi)umunasol2,1-f [1,2,4]rpuasun-2-m)okcu)rekcad- 1-on (coenuuaeane A109).

Tper-6yTnn(2-((5-((4-(6uc(2,4-mumeTokcubenzmn)amuHo)-2-(((R Unu S)-1-runpokcurexcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuazun-7-uin)Me T ) TAPUAUH-2-1T )OKCH ) Tiporiut ) (MeTri ) kapobamar (180 wr,
0,217 mmoup) pactBopsud B TOVY (3 mur) u H,O (0,3 mi) B atmochepe N,. PeaknmmoHHy0 cMech mepeMenBaIin
B Teuenne 12 4 pu 40°C. Tlocie 3aBepiieHUs] pacTBOPHUTENh YIS B Bakyyme. Ocaqok pa3Boauim Booi (20
M) 1 JIXM (20 M) 1 Boanyto ¢a3zy 3akucisuin 1| H HCI o 3ragenus pH ot 1 o 2. Bogayro ¢a3y npombiBanu
JAXM (3x20 mi) u omenaunBanu 2 H NaOH no 3nauenus pH ot 13 no 14 u sxcrparuposau JIXM/i-PrOH (5/1,
3x100 mir). KoMOMHMpOBaHHBIE OpraHUYEcKHe ciI0M BhICymMBaM Haj Na,SO4 M KOHIEHTPUPOBAIM B BaKyyMe
¢ mosrydeHreM ocanka. Ocamox ouwnmiany mpu nomomu npen-TCX (JIXM/CH;OH(NH;)=15/1) ¢ momyaennem
TUTYBHOTO coenuHenus (50 mr, 53%).

'H SIMP (400 MI'u, CD;0D) & 8,09 (d, J=13,6 I'n, 1H), 7,66-7,54 (m, 1H), 7,33 (s, 1H), 6,72 (d, J=8,4 T,
1H), 5,30-5,13 (m, 2H), 4,14 (s, 2H), 3,65 (s, 2H), 2,94-2,69 (m, 2H), 2,41 (s, 3H), 1,98-1,80 (m, 2H), 1,80-1,55
(m, 2H), 1,53-1,34 (m, 2H), 1,29 (d, J=6,0 I'n, 3H), 0,92 (t, J=7,2 ', 3H) ppm. MS: m/e 430 (M+H)".

Coemunenne  Al110: (R wmm  S)-3-((4-amuHo-7-(4-(3-(MeTHIAMHHO )ITpOTIILT ) OeH3MWIT ) UMHIa30([ 2, 1 -
f][1,2,4]Tpra3uH-2-11)OKCH ))reKcan-1-o11.

Oran A: 3-(4-6pomdenni)-N-MeTunnponaHaMmu.

K pactBopy 3-(4-6pomdenmn)nponanoBoit kucnotsl (2 r, 8,73 mmons) u CH;NH, HCI (712 wmr, 10,47
mmons) 1 HATU (3,98 1, 10,47 mmons) B JIM® (20 mur) no6asmsun DIEA (2,7 1, 20,93 MmMoib) B atmocdepe N,
npu -0°C. PeaknrionHyro cMmech mepememmBany B Teuenne 12 4 mpu 25°C. Tlocie 3aBepiieHUs] peakIMOHHYIO
CMecCh TacHif JesHoi Bogor (50 mi) m skerparuposanu EtOAc (3x80 mir). KoMOnHMpOBaHHBIE OpraHUYEcKUe
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CJIOW TTpOMBIBaIH BoJ0# (50 MiT), coneBbIM pacTBopoM (3x50 M), BeicymuBaimu Hax Na,SO, 1 KOHIICHTPUPOBa-
JM B BaKyyMe C ToJTydeHneM ocajka. OcaloK OYMIIaNy Mpu HOMOIIN XpoMaTorpaduu Ha KOJIOHKE C CHIIMKare-
JIeM, 3JIOMpPYs STHIIAETaTOM B meTposieiiHoM a¢upe (60%) ¢ mosrydeHneM TUTYJIbHOTO coequHeHus (3 T, He-
ounmeHHslit). MS: m/e 242, 244. (M+H)".

Oran B: 3-(4-6pomdpennn)-N-MeTramponad- 1 -aMuH.

K pacrtBopy 3-(4-6pombennn)-N-metrnnponanamuaa (2,6 T, HeounmeHHbi) B TT'® (50 mu) gobasmsin
BH; B TT'® (42 M, 42,0 mmons) B atMochepe N, nipu 0°C. PeakimonHyto cMech niepememnBany B Teuenne 0,5
g ipu 0°C u cnenyromue 4 1 mpu 70°C. Tlocie 3aBepiieHns peakiMoHHYI0 cMech oxnaxaanu 10 0°C u MeOH
(20 M) m 6 H HC1 (20 mur) no6asisumm o karie. CMech Bo3Bpamiany B TedeHue 0,5 9 1 pacTBOPUTEND YIAISLITA
B Bakyyme. Bomnyto ¢asy omenauusanu 50% NaOH un sxcrparupoBaiin MTBED (3x80 mur). KomOGuHMpOBaHHbIE
OpraHMYeCKHe CIIOM BhICYmHBaiIM Hag Na,SO, W KOHIEHTPHPOBAIX B BaKyyMe C MOJIYYCHHEM HEOUHIICHHBIM
npoayktom (2,5 r). MS: m/e 228, 230. (M+H)".

Oran C: tper-0yTun(3-(4-6pomdenrun)npomnmi)(MeTnia)kapoamar.

K pactBopy 3-(4-0pombenmn)-N-metmnnponan-1-amuna (2,5 T, Heounmenssii) B XM (30 mun) gobasis-
m Et;N (1,8 1, 17,82 mmons) u (Boc),O (2,3 1, 10,55 mmons) B atmoctepe N, npu 0°C. PeakunonHyro cMech
nepememuBanu B Teuenue 12 g npu 25°C. Ilocne 3aBeplueHuss peaklUOHHYI0 cMech racuiau Bojoi (30 mi) u
skctparupoand JIXM (3x50 mur). KoMOmHMpOBaHHBIE OPTaHUYECKUE CJIOW BBHICYIIMBamU Haja Na,SO, u KOH-
HEHTPUPOBAIM B BaKyyMe C MOJydeHHeM ocaaka. OcaloK OYMIIaIN IPH TOMOIIH XpoMaTorpaduu Ha KOJIOHKE C
CUIJIMKAareJieM, JJIIONPYs STUIIANeTaToM B meTposeiiHoM 3¢upe (20%) ¢ moMydeHHeM THTYJIBHOTO COCTUHEHUS
(1,8 1, 63% B Tpu dTama).

'H SIMP (400 MI'u, IMCO-dg) & 7,46 (d, J=6,8 I'n;, 2H), 7,19 (d, J=6,8 'y, 2H), 3,15 (s, 2H), 2,76 (s, 3H),
2,52 (s, 2H), 1,73 (s, 2H), 1,35 (s, 9H) ppm. MS: m/e 350, 352 (M+H)".

Oran D: tpeT-0yTrin(3-(4-hopmumndenun)mpornm)(MeTHI)kapoamar.

K pactBopy Tper-0yTmn(3-(4-6pomdennn)mpormin)(metnn)kapobamara (1,7 r, 5,18 mmons) B TT'® (25 mum)
nobasnsm H-Buli (4,8 M, 7,68 MMoib) B atmocdepe N, nipu -78°C. Tlocne nmepememuBanus B Teuenue 0,5 4
nipu -78°C, IM® (570 mr, 7,8 MMoJIb) 100aBIsUM 1O Karuie. Peakimonnyto cMech HarpeBam 10 25°C u nepe-
memmBany B Tedenue 0,5 4. [Tocine 3aBepuieHns peakunonHyto cmech racuian BogH. NH,CI (50 min) u akctparu-
poBaym IXM (3x50 mu1). KomOnHUpOBaHHBIE OpraHUYEeCKUE CIION BhICyMBaIN HaJ Na,SO4 1 KOHIIEHTPUPOBA-
JM B BaKyyMe C ToJTydeHneM ocajka. OcaloK OUMINaNy Mpu HOMOIIN XpoMaTorpaduu Ha KOJIOHKE C CHIIMKare-
JIeM, JJIoUpYs dTHJIALEeTaToM B reTpoieiiHoM s¢upe (40%) c momydyeHueM THUTynbHOTO coexuneHus (1,2 T,
84%).

'H SIMP (400 MT't, IMCO-dg) & 9,97 (s, 1H), 7,84 (d, J=7,2 T'n, 2H), 7,46 (d, J=7,2 T'y, 2H), 3,18 (s, 2H),
2,77 (s, 3H), 2,64 (s, 2H), 1,80 (s, 2H), 1,36 (s, 9H) ppm. MS: m/e 300 (M+Na)".

Otan E: tper-0yTrn(3-(4-((2-(((R U S)-1-(6en3nnokcn)rexcan-3-uia)okcn )-4-(6uc(2,4-
TuMeToKcrOeH3m )amMuHo )umuaaszo[2,1-f][1,2,4 tpuazun-7-

1) (THIPOKCH )METHIT ) (DS HUI ) POTIFUT ) (METHI )KapOamar.

K pacTtBopy (R W S)-2-((1-(6en3mnokcu)rexcan-3-mn)okcH)-N,N-6unc(2,4-
nuMmeTokcuben3mn)umunasol2,1-f][1,2,4 Jrpuazun-4-amuna (600 mr, 0,934 mmons) B TT® (15 mim) mobaBisiu H-
BuLi (0,88 mi, 1,41 mmoie) B atMocdepe N, mpu -78°C. Tlocne nepememmBanus B Teuenue 0,5 1 npu -78°C,
nobapnsm TpeT-0yThi(3-(4-dopmundenmnn)nporwr)(Metrn)kapdbamar (310 mr, 1,12 MMonb). PeaknnonHyio
cMech mepeMemuBain B TeueHue 2,5 4 mpu -78°C. Ilocne 3aBepiieHHs peakLMOHHYIO CMECh TacWiIM BOJIH.
NH4C1 (30 mi) u axctparupoBanu JIXM (3x50 mi1). KoMOMHUpOBaHHBIE OPTaHUYECKHE CIIOM BBICYITUBAIHM Ha
Na,SO, 1 KOHIIEHTPUPOBAIX B BaKyyMe ¢ HoTydeHHeM ocajka. OcagoK OUHIIaIN P MOMOIIH XpoMarorpadun
Ha KOJIOHKE C CHIIMKareyieM, IIOUpPYs ATWIALETaTOM B reTpoiieiHoM adupe (50%) ¢ moaydeHHeM TUTYIHHOTO
coenurenus (660 Mr, 77%). MS: m/e 919 (M+H)".

Oran F: tper-Oytun(R wmu  S)-(3-(4-((4-(6uc(2,4-mumerokcrbden3mn)aMuHo)-2-(( 1 -rugpokcurekcan-3-
min)okcn)umuaasol2,1-f][ 1,2,4]rpuaznn-7-mn)Meruin)henna)npornw) (MeTHI)kapbamar.

K  pactBopy  tper-Oytmin(3-(4-((2-((R  wmmm  S)-1-(6eH3miokcw)rexcan-3-mr)okcu)-4-(6uc(2,4-
TuMeTOKcHOeH3m )aMuHo )umuaaszo[2,1-f][1,2,4 tpuazun-7-
nn)(runpokcu)MeTrn)herun ) mporm))(MeTun)kapoamata (560 mr, 0,609 mmons) B MeOH (30 M) noGammsiin
Pd/C (560 mr) u AcOH (0,5 mur). Peaknmonnyro cMech nepeMemmuBany B Teuerne 12 4 nmpu 40°C B atmMocdepe
H, (1 atm). Cmech prmbTpoBanm U GUIHTPAT KOMOMHUPOBAIM BMECTE W KOHIIEHTPUPOBAIN B Bakyyme. Ocamok
OYMINAIN MIPY TMOMOIIX XpoMaTorpaduy Ha KOJOHKE C CHIIMKAreJeM, JIIIOHpPYS STWIALETATOM B IETPOJICHHOM
s¢upe (60%) ¢ moTydeHHeM TUTYILHOTO coemuaenns (470 mr, 94%). MS: m/e 813 (M+H)".

Oran G: (R mm S)-3-((4-amuno-7-(4-(3-(MeTunamuno )porn)oensun)umunaszol 2,1-f][1,2,4]rpnasun-2-
Wi)okcu)rekcan-1-oxn (coenunenue Al10).

Tper-Oytun(R W S)-(3-(4-((4-(6uc(2,4-mumeroxcrben3mT)aMuHO ) -2 -(( 1 -ruapokcurekcan-3-
win)okcn)umuaasol2,1-f][ 1,2,4]rpuazun-7-mwn)mernin)pernn)npormn)(metun)kapoamar (470 mr, 0,578 mmois)
pactBopsut B TOY (5 mim) u H,O (0,5 mi) B atmocdepe N,. Peakionnyro cmeck nepeMerinBaiy B TeueHue 12
g ipu 40°C. Tlocne 3aBepIieHUs] PACTBOPUTENh YAAISUIM B BakyyMe. Ocasok pa3Boauiu BogoH (20 mn) u JIXM
(20 M) 1 Bomuyto dazy 3axucasimu 1 H HCI o 3navenus pH ot 1 no 2. Boxnyto da3y npomesamu JIXM (3x20
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M) u omenaunBayid 2 H NaOH no 3nadenus pH ot 13 no 14 u skctparuposanu IXM/i-PrOH (5/1, 3x100 m).
KoMOuHUpOBaHHEIC OpraHUYECKUE CIIOW BHICYIIMBaNH Haa Na,SO4 1 KOHIICHTPUPOBAIH B BAKYyME C ITOJTyYCHH-
eM ocanka. Ocamok ounmany npu nomontu npen-TCX (IXM/CH;0H (NH;3)=15/1) ¢ monyueHHEeM THTYIHHOTO
coeauHenus (125 mr, 53%).

'H SIMP (400 MI'u, CD;0D) & 7,27 (s, 1H), 7,21 (d, J=8,0 ', 2H), 7,13 (d, J=7,6 T'u, 2H), 5,18 (s, 1H),
4,16 (s, 2H), 3,65 (s, 2H), 2,63 (dd, J=13,6, 6,8 ', 4H), 2,41 (s, 3H), 1,95-1,76 (m, 4H), 1,76-1,58 (m, 2H), 1,41
(s, 2H), 0,91 (t, J=7.2 T'ny, 3H) ppm. MS: m/e 413 (M+H)".

CoennHeHme Alll: (R W S)-3-((4-amuu0-7-(2,3-nudTop-4-(2-
(MeTrImaMuHO )aTOKCH )0eH3m ) uMuaa3o[ 2, 1-f][1,2,4]rpua3zuH-2-mi)okcu)rekcan- 1 -our.

Oran A: tpeT-0yTri(2-(2,3-nmudrop-4-hopMundeHOKCH )ITHIT ) (METHIT)Kapbamar.

K pactBopy 2,3-mudrop-4-runpokcudensanpaeruaa (1,58 r, 10 mmoins) B TT'® (20 M) qoGaBisua TpeT-
oyTun(2-ruapokcuy Tt )(MeTn)kapoamat (1,75 v, 10 mmons) u PPh; (3,4 1, 13 Mmoine). CMech 3ammumand a3o-
Tom u oxuaxaanu o 0 rpamycos. Pactsop DIAD (2,6 r, 13 Mmmons) B TT'® (5 M) noGaensim k cmecu. Peakiu-
OHHYIO CMECh TICPEMCIIIUBAIIN P KOMHATHON TeMIIepaType B TeUeHHUEe HOUYH. [100aBIsuIH BOJHBIA PacTBOP XJIO-
pUa aMMOHHS U CMECh 3KCTPArupoOBald dTHianeTaToM. KOMOMHUPOBAaHHBIC OPTaHUYCCKUE IKCTPAKTHI BEHICY-
NIMBaJH HaJ CyJIb(haToM HATpUs, GUIBTPOBATIH U BHIMApUBaIH. HeOUUIIIEHHBIH POYKT OYUIIIATIH IIPH TOMOIIA
Xpomarorpaduu Ha KOJOHKE C ToJTydeHHeM TUTY IbHOro nposykra (1,1 1, 34,9%). MS: m/e: 316 (M+1)".

Oran B: tpeT-0yTHIi(2-(4-((2-((R HATTH S)-1-(6en3unokcu)rexkcan-3-mi)okcn )-4-(omc(2,4-
IuMeTOKcHOeH3m )aMuHo )umunaso[ 2,1-f][1,2,4 Jtpuaszun-7-wn)(ruapokcu)MeTn)-2,3-
mudTopheHOKCH )3T )(METHIT)KapOamar.

K pacTBopy (R W S)-2-((1-(6en3mnokcu)rexcan-3-mn)okcH)-N,N-ounc(2,4-
numeTokcubensmwn)umunasol2,1-f][1,2,4 rpuazun-4-amun (320 mr, 0,5 mmone) B TT'® (10 mur) mobGaBisum 1o
karie pactBop H-Buli (1,6 M, 0,7 mu, 1,1 MMoub) ToaaepKuBasi TeMIiepaTypy B Auama3one ot -75 mo -65°C.
Coycrs 1 q J00aBIISIIH o Karie CYCIEH3HUIO0 TpeT-0yTHin(2-(2,3-mudrop-4-
¢dopmmndenokcu)atmn)(mMetnin)kapoamata (315 mr, 1 mmons) B TT'® (2 mu). [HomydeHnyro cMech nepemMennBa-
mu nipu -70°C B TeueHue 2 4 ¥ 3aTeM HarpeBajiv JO KOMHATHOM TeMIepaTypbl B TeUeHHe HOUM. Peakiuio racuim
HacwimeHHbIM pactBopoM NH,Cl, skcrparupoBanu EtOAc (20 miix3), MpOMBIBAII COJIEBBIM PacTBOPOM, BBICY-
mmBany Hax Na,SO,, priibTpoBanm u kKoHIEeHTpUpoBain. Ocanok ouninany npu nomomu BOXKX ¢ nonyuennem
nenesoro coeaunenus (100 mr, 23,3%). MS: m/e 957 (M+1)".

Oran C: tper-Oytua(R wmm  S)-(2-(4-((4-(6nc(2,4-numeroxcnben3mn)aMnHo)-2-(( 1 -rugpokcurexcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuazun-7-nn)mernn)-2,3-mudropdeHoKcH )T )(METHI )KapOamMarT.

K  pactBopy  tper-Oytmin(2-(4-((2-((R  wmmm  S)-1-(6eH3minokcu)rexcan-3-mr)okcu)-4-(6uc(2,4-
IuMeTOKcrOeH3m )aMuHo )umunaso[ 2,1-f][1,2,4 Jtpuaszun-7-wn)(ruapokcu)MeTn)-2,3-
nmudTophenokcn)atun)(Mermin)kapobamara (100 mr, 0,104 mmons) B MeOH (20 mur) go6asmsma Pd/C (100 mr).
CMech 3amuiaig BOJIOPOIOM U NIepeMeIINBaIN TP KOMHATHOH TeMmmeparype B TedeHne Houn. CMmech QuibT-
poBany, ¥ GUIBTPAT KOHIEHTPUPOBAIN B BaKyyMe. HeounmmeHHbIH MPOAYKT OYHINAIN MPH ITOMOIIN XpOMaTo-
rpaduu Ha KOJIOHKE C MOJTydeHHeM TUTYJILHOTO TIpoaykTa (60 mr, 68,1%). MS: m/e: 851 (M+1)".

Oran D: (R wm S)-3-((4-amuno-7-(2,3-mudrop-4-(2-(MeTHIAMIHO)3TOKCH )OS H3MIT) UMK Aa30[ 2, 1-
f][1,2,4]Tpua3un-2-wmn)okcu)rexcan-1-om (coequnenne All1).

K cmecu mpoaykra stanma C (60 mr, 0,07 mmonb) B TOY (9 mu) mobasmsun H,O (1 Mi1) ¥ mOdTy4eHHYIO
cMmech nepeMemnBanu npu 40°C B TeueHue Houu. CMeCh OXJaXKIalld 1O KOMHATHOM TeMIEpaTypbl U KOHIIECH-
TpupoBanu 1o cyxoctu. K ocanky mo6asysmu 2H pactBop NaOH (10 mur) u JIXM (20 mi1) u mepeMenmBaiy npu
KT B Teuenue 30 muH. CMech pasnensuin. Opraamdeckyio a3y BeIcymrBamu Haa Na,SO, 1 KOHIICHTPUPOBAIH B
BakyyMme. HeounieHHBIH MPOAYKT OYHUINAIH IPpU ToMomy npen-BIOXKX ¢ momydeHneM 1eNIeBOro CoeTnHEHUS
(4 mr, 12,9%).

'H SIMP (400 MI'u, CD;0D) & 7,32 (s, 1H), 6,98 (s, 1H), 6,88 (d, J=8,1 ', 1H), 5,17 (s, 1H), 4,20 (s, 4H),
3,63 (s, 2H), 3,14 (s, 2H), 2,57 (s, 3H), 1,89 (s, 2H), 1,68 (d, J=5,7 'y, 2H), 1,40 (s, 2H), 0,91 (t, J=7,1 ', 3H)
ppm. MS: m/e 451 (M+1)".

CoennHeHme All12: (R W S)-3-((4-amuu0-7-(2,5-nudTop-4-(2-
(MeTrTaMuHO )3TOKCH)OeH3 W )uMuaa3o[2,1-f][ 1,2,4 | rpuazus-2-min)okcu ) rekcan-1-oi1.

Oran A: TpeT-0yTni(2-(2,5-nmudrop-4-dpopmunpenokcn)atmn)(MeTrnin)Kapoamar.

K pactBopy 2,5-mudrop-4-runpokcudensanpaeruia (316 mr, 2 mmoins) B TT'® (20 mi) mobaBnsuin TpeT-
oyTun(2-ruapokcuyTint)(MeTin)kapoamat (350 mr, 2 mmonb) u PPhy (655 wmr, 2,5 mMons). CMmech 3amuimani
azoroM u oxnaxaam 1o 0 rpagycos. PactBop DIAD (505 wmr, 2,5 mmone) B TT'® (5 mi) nobaBmsiii K cMecH.
PeakmmoHHy0 cMech MepeMeInBaii MPU KOMHATHON TeMIiepaType B TedeHue HOud. J{0OaBIIsiIn BOMHBIN pac-
TBOP XJIOPHIa aMMOHHS I CMECh SKCTPardpOBaIK 3TIIaneTaToM. KoOMOMHUPOBaHHBIE OPTraHUIECKHUE IKCTPAKTHI
BBICYIIMBANK Hal Cynb(aroMm HaTpus, GUIBTPOBAIH M BHINApUBAIN. HeouWImeHHBIH NMPOIYKT OYUINAIA TPH
HOMOH.J[FI/I xpomartorpadui Ha KOJOHKE C IOJIy4€HHEM THUTYIbHOro mpoxykra (448 r, 71,1%). MS: m/e: 316
M+1)".

Oran B: tpeT-0yTrim(2-(4-((2-((R HTTH S)-1-(6en3unokcu)rexcan-3-min)okcn)-4-(omc(2,4-
JMMeTOKCHOeH3MT)aMuHO )uMua3o| 2, 1-f][1,2,4 ] rpuasun-7-wn)(ruspokcu)Me T )-2,5-
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mudropdenoken )T )(MeTHIT)Kapbamar.

K pacTtBopy (R W S)-2-((1-(6en3mnokcu)rekcan-3-mn)okcu )-N,N-6mc(2,4-
numeTokcubensmn)umunasol2,1-f][1,2,4 rpuazun-4-amuna (448 mr, 0,7 mmois) B TT'® (10 mur) mo6aBisiimu 1o
karie pactBop H-BuLi (1,6 M, 0,9 mi, 1,4 MMons), oepKuBas TeMIiepaTypy B auamnazoHe ot -75 mo -65°C.
Crycts 1 q J00aBIISITH o Karuie CYCTICH3HUIO TpeT-0yTHn(2-(2,5-mudTop-4-
dhopmundenoxcu )atrin)(metmn)kapoamara (310 mr, 1 mmons) B TT'® (2 mur). [TorydeHnyro cMech mepeMennBa-
i ipu -70°C B TedeHWe 2 9 ¥ 3aTeM HarpeBaJk 0 KOMHATHOHM TeMIlepaTyphl B TEUCHHE HOUH. Peakiuio racuim
HachimeHHbIM pactBopoM NH,Cl, sxctparuposamn EtOAc (20 miix3), IpOMBIBAIM COJIEBBIM PacTBOPOM, BBICY-
muBayn Haa Na,SO,, umsTpoBanyu u KoHneHTpupoBa. Ocanok ounmianmy mpu momomy BOXKX ¢ moryaennem
neseBoro coeaunenus (280 mr, 41,8%). MS: m/e 957 (M+1)".

Oran C: tper-Oytua(R wmm  S)-(2-(4-((4-(6nc(2,4-numeroxcnben3mn)aMnHo)-2-((1-ruapokcurexcan-3-
win)okcn)umuaasol2,1-f][ 1,2,4]rpuazun-7-mwn)Metui)-2,5-1upTopheHOKCH ) ITHIT ) (METHIT)KapOamar.

K  pactopy  tper-Oytmn(2-(4-((2-(R  wmmm  S)-1-(6eH3mnokcu)rexcan-3-mi)okcu)-4-(ouc(2,4-
JMMETOKCHOeH3MT)aMuHO )uMua3o| 2, 1-f][1,2,4 | rpuasun-7-wn)(ruspokcu)Me T )-2,5-
mudropdenoken)strin)(mermi)kapbamara (280 mr, 0,295 mmons) B MeOH (20 min) moGasisutn Pd/C (300 mr).
CMech 3amuiaig BOJIOPOIOM U NepeMeIInBaIN IPH KOMHATHOH TeMmmeparype B TedeHne Houn. CMmech QpuibT-
poBany, ¥ GUIBTPAT KOHIEHTPUPOBAIN B BaKyyMe. HeounmmeHHbIH MPOAYKT OYHINAIN MPH ITOMOIIN XpOMaTo-
rpaduu Ha KOJIOHKE C MOJTydeHHeM TUTYJIbHOTo Tpoaykta (110 mr, 44%). MS: m/e: 851 (M+1)".

Oran D: (R wmm  S)-3-((4-amuno-7-(2,5-mudrop-4-(2-(MeTHIIAMHHO )3TOKCH ) OSH3MIT ) UMU1a30[ 2, 1 -
f][1,2,4]rpra3un-2-wmn)okcu)rekcan- 1-ox (coequnenne Al12).

K cmecu mpoaykra atama C (110 mr, 0,129 MmMonb) B TOV (9 M) nobasmsuin H,O (1 M) ¥ omydeHHYIO
cMmech nepememnBanu npu 40°C B TeueHue Houu. CMeCh OXJaXKIalld 1O KOMHATHOM TeMIEpaTypbl U KOHIIECH-
TpupoBaiu a0 cyxoct. K ocanky mobasmsimm 2 H pacteop NaOH (10 M) u XM (20 mu1) 1 nepeMerinBanu
npu KT B TedeHne 30 mun. CMech pasaersumn. Opranndeckyto a3y BeicymmBany Hajg Na,SO4 1 KOHIEHTPHPO-
BaJM B BakyyMe. HeounIneHHbIH NpoayKT ounianu npu nomouu npen-BOXKX ¢ noixydyenuem nenesoro coeau-
Henwus (22 wmr, 37,9%).

'H SIMP (400 MT', CD;0D) & 7,30 (s, 1H), 7,09-7,01 (m, 1H), 7,01-6,88 (m, 1H), 5,25-5,10 (m, 1H), 4,14
(s, 4H), 3,65 (s, 2H), 2,99 (s, 2H), 2,47 (s, 3H), 1,91 (d, J=5,9 T'u, 2H), 1,74-1,63 (m, 2H), 1,40 (s, 2H), 0,90 (d,
J=7.2 T, 3H) ppm. MS: m/e 451 (M+1)".

CoennHeHme Al13: (R WTH S)-3-((4-amuu0-7-(2-MeToKCH-5-(2-
(MeTrmaMuHO )aTOKCH )0eH3m )uMuaa3o[ 2, 1-f][1,2,4]rpuasun -2-wmin)okcu)rekcaH- 1-od1.

Oran A: tpeT-0yTrin(2-(3-hopmmi-4-MeTOKCUPEHOKCH )T )(METHI ) KapOamar.

K  pactBopy  S-rumpokcu-2-metokcmOenzampaeruaa (1 1, 6,58  wmmomb),  Tper-OyTmi(2-
TUAPOKCUAITHN )(MeTh )kapbamarta (1,15 1, 6,57 mmonb) u PPh; (2,6 T, 9,92 mmons) B TT'® (20 M) nobasmsumm
pacteop DTAD (1,7 1, 7,39 mmoins) B TT'® (20 mur) B armocdepe N, npu 0°C. PeakunoHHYI0 cMeCh IepeMenIn-
Banu B TeueHue 16 4 npu 25°C. Ilocne 3aBeplieHNs peakMOHHYI0 CMeCh racuiu Bogo# (50 M) u skcTparupo-
Banu EtOAc (3x50 mur). KomOuHMpOoBaHHBIE opraHudeckue ciion nmpoMbiBasid BogH. NaHCO; (3x50 mur), Bogoit
(30 mi), coneBbiM pacTBopoM (50 mur), BeIcymmBany Hag Na,SO, M KOHIIGHTPHPOBAIN B BaKyyMe € HOJIydeHHEM
ocaznka. Oca/IoK OYHIIAIN TP IIOMOIIY XpoMaTorpaduy Ha KOJIOHKE C CHITUKAreyieM, dIII0MPYs ATUIIALIETATOM B
nerposieitnoM s¢upe (20%) c momydeHueM TUTyIbHOTO coenuHeHus (1.7 r, HeouwmieHHbIH). MS: m/e 332
(M+Na)".

Oran B: tpeT-0yTri(2-(3-((2-((R HAITH S)-1-(6en3unokcu)rexcan-3-mi)okcn)-4-(omc(2,4-
JTUMeTOKCHOeH3m )aMiuHO )uMuaaszo[2,1-f][1,2,4 | tpruazun-7-mi)(TuIpOKCH )METHI ) -4~
METOKCU(PEHOKCH )ITHIT)(METHIT)KapOamar.

K pacTtBopy (R W S)-2-((1-(6en3mnokcu)rexcan-3-mm)okcH)-N,N-6unc(2,4-
numeTokcubensmn)umunaszol2,1-f][1,2,4 rpuazun-4-amuna (500 mr, 0,78 mMoinp) B TT'® (20 M) mobaBisiia H-
BuLi (2,4 mi, 3,84 mmons) B atmocepe N, mpu -78°C. Tlocne nepememmBanus B Teuenue 0,5 1 mpu -78°C,
no6asism  TpeT-0yTHi(2-(3-popmun-4-meroxcupenokcu)atmi)(Metmin)kapoamar (720 Mr, HEOUYHMIICHHBIH).
Peaknuonnyto cMech nepemennBanu B Teuenue 2,5 u npu -78°C. Iocae 3aBeplieHns peaKIMOHHYI0 CMECh ra-
cwmm BoxH. NH4CI (50 mut) m skcrparuposanu IXM (3x50 mur). KomOuHMpOBaHHBIE OpraHUYECKHE CIION BBICY-
mmBany Hag Na,SO, ¥ KOHIEHTPHPOBAIM B BaKyyMe C TOJIydeHHeM ocaika. OcaJoK OYMINaI IIPH ITOMOIIH
XpoMatorpauu Ha KOJOHKE C CHIIMKareyieM, 3IIOUpYs dTHIALETaToOM B meTpojeiHoM s¢upe (60%) ¢ momyde-
HHEM THTYJIBHOTO coemunenns (370 mr, 50%). MS: m/e 952 (M+1)".

Oran C: tper-Oytua(R wmm  S)-(2-(3-((4-(6nc(2,4-numeroxcnben3mn)aMnHo)-2-(( 1 -ruapokcurexcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuazun-7-nin)MeTnin )-4-MeTOKCH(EHOKCH )ITHI ) (METHIT)KapOamar.

K  pactBopy  tper-OyTmin(2-(3-((2-((R  wmmm  S)-1-(6eH3minokcw)rexcan-3-mn)okcu)-4-(6uc(2,4-
TUMeTOKcHOeH3 I )aMuHo )uMuaaszo[2,1-f][1,2,4 | tpuazun-7-mn)(THIpOKCH )METHI ) -4~
MeToKCU(peHOKCH )aTI)(MeTmn)kapoamara (370 mr, 0,389 mmoiis) B MeOH (20 mur) mobasnsumm Pd/C (370 mr)
AcOH (0,3 mur). Peaknmonnyto cMech nepememuBanu B TeueHue 12 1 mpu 40°C B atmocdepe H, (1 atm). Cmech
bunpTpoBaANTH, U GIIBTPAT KOMOMHUPOBAIIA BMECTE M KOHIICHTPUPOBAIH B BakyyMe. Ocaiok OUHINAIN TIPH TI0-
MOIIX XpoMaTorpauu Ha KOJIOHKE C CHJIMKarejieM, 3JIIOMpYs STHIAleTaToM B nerpponeiiHoM sdupe (80%) c
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ToTyYeHHeM THTYIbHOTO coeaunenus (200 Mr, 61%). MS: m/e 845 (M+1)".

Oran D: (R wm S)-3-((4-amuHO-7-(2-MeTOKCH-5-(2-(METHIIAMITHO )3TOKCH)OeH3 W) uMuIa3o[ 2, 1-
f][1,2,4]rprasun-2-mn)okcu)rexkcan- 1-on (coequnenne All3).

Tper-0yTun(R W S)-(2-(3-((4-(6nc(2,4-numeTokcndeH3mI)aMuHo )-2 -(( 1 -rugpokcurexcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuaszun-7-un)mernn)-4-MeTokCupEeHOKCH )3Tr ) (MeTmn)kapoamar (200 mr, 0,237
MMoJTb) pacTBopsuta B TV (5 mur) m H,O (0,5 M) B atmocdepe N,. PeakimmonHyto cMech nepeMennBaiy B Te-
genue 12 41 npu 40°C. Tloce 3aBepiieHUs paCTBOPUTEND YAATSLIN B BakyyMe. Ocalok pa3Boauin Bomou (20 mur)
n JIXM (20 mi) u Bomuyro ¢asy 3akucisin 1 H HCl no 3mauenus pH ot 1 mo 2. Bognyto da3y mpomsiBamu
JXM (3%x20 M) n omenmaunBan 2 H NaOH no 3navenus pH ot 13 g0 14 u axctparuposamu JIXM/i-PrOH (5/1,
3x100 mir). KoMOMHMpOBaHHBIE OpraHuYecKye ciIou BICymmBaid Haj Na,SO4 M KOHIEHTPUPOBAM B BaKyyMe
¢ osrygaenneM ocazaka. Ocamok ounmanu mpu nomont npen-TCX (AXM/CH;OH (NH3) = 15/1) ¢ moyaenuem
TUTYIBHOTO coeanHenus (60 mr, 57%).

'H SIMP (400 MI', CD;0D) & 7,20 (s, 1H), 6,89 (d, J=8,8 'y, 1H), 6,84-6,78 (m, 1H), 6,75 (s, 1H), 5,27-
5,09 (m, 1H), 4,20-4,04 (m, 2H), 3,99 (t, J=5,2 I'u, 2H), 3,80 (s, 3H), 3,65 (t, J=6,4 T'u, 2H), 2,95 (t, J=5,2 I'ny,
2H), 2,45 (s, 3H), 1,90 (d, J=5,2 'y, 2H), 1,81-1,56 (m, 2H), 1,52-1,30 (m, 2H), 0,91 (t, J=7,2 I'y, 3H) ppm. MS:
m/e 445 (M+1)".

CoenuHeHnue All4: (R UIu S)-3-((4-amuno-7-(3,5-mudrop-4-(2-
(MeTmTaMuHO )3TOKCH)OeH3IwT )uMuaa3o[2,1-f][ 1,2,4 | rpua3us-2-min)oKkcu )rekcan-1-oi1.

Oran A: tpeT-0yTri(2-(2,6-mudop-4-hopMundeHOKCH )ITHIT ) (METHIT)Kapbamar.

K pactBopy 3,5-mudrop-4-runpokcudensanpaeruaa (1,58 r, 10 mmoins) B TT'® (20 M) qo6aBisua TpeT-
OyTun(2-ruapokcudTiun)(Metrn)kapoamat (1,7 T, 10 mmois) u PPh; (3,4 1, 13 MMoup). CMech 3amuimaid a3o-
ToM U oxyaxaanu 1o 0 rpagycos. Pacteop DIAD (2,6 T, 13 MMoinb) B TT'® (5 M) mobGaBisum k cmecu. Peakiiu-
OHHYIO CMECh IIepEMEIINBAIIN IPH KOMHATHON TeMIlepaType B TeueHne Houn. Jl00aBIsiiy BOAHBIA PacTBOP XJIO-
pHuIa aMMOHHS M CMECh SKCTParupoBaiy dTuinaneTatoM. KoMOWMHHUPOBAaHHBIE OPTaHWMYECKHE SKCTPAKTHI BBICY-
MIMBaJIM HAJ Cyiab(aToM HaTpus, GUIBTPOBAIN M BEINapuBai. HeounIeHHbIH TPOYKT OYHIIAIN IPH TOMOIIH
Xpomarorpaduu Ha KOJOHKE ¢ MoJTydeHHeM TUTYIbHOro Tipoaykta (1 1, 31,7%). MS: m/e: 316 (M+1)".

Otan B: tpet-oyTrn(2-(4-((2-((R W S)-1-(6en3mnokcu)rekcan-3-mn)okcu)-4-(6uc(3,4-
JMMeTOKCHOeH3MT)aMuHO )uMuazo| 2, 1-f][1,2,4 ] rpuasun-7-wn)(ruspokcu)Me T )-2,6-
mudropdenoken )T )(MeTHI)kapbamar.

K pacTtBopy (R W S)-2-((1-(6en3mnokcu)rekcan-3-mn)okcu )-N,N-6mc(2,4-
numeTokcubensmn)umunaszol2,1-f][1,2,4 rpuazun-4-amun (300 mr, 0,5 mmonp) B TT'® (10 mur) mobGaBnsum 1o
karie pactBop H-BuLi (1,6 M, 0,9 mi, 1,5 Mmmorns), momaepxuBasi TeMiiepaTypy B auamnazoHe ot -75 mo -65°C.
Cryctst 1 q J00aBIISITH o Karuie CYCTICH3HUIO TpeT-0yTHn(2-(2,6-mudTop-4-
dhopmundenoxcu )atri)(metmn)kapoamara (315 mr, 1 mmons) B TT'® (2 mur). [TorydeHHyro cMech mepeMeniBa-
i ipu -70°C B TedeHWe 2 9 ¥ 3aTeM HarpeBaJM 0 KOMHATHOM TeMIlepaTyphl B TEUCHHE HOYH. Peakmuio racvim
HachimeHHbIM pactBopoM NH,Cl, sxctparuposamun EtOAc (20 miix3), IpOMBIBIN COJIEBBIM PacTBOPOM, BBICY-
mBay Hag Na,SO,, GuibTpoBaiu U KoHIEHTpUpoBad. Ocagok ouuimaiy mpu nomomu npen-TCX ¢ momyde-
HHEM IieJ1eBoro coeaunenus (280 mr, 58,5%). MS: m/e 957 (M+1)".

Oran C: tper-Oytua(R wmm  S)-(2-(4-((4-(6nc(3,4-numerToxcnben3mn)aMnHo)-2-(( 1 -ruapokcurexcan-3-
win)okcn)umuaasol2,1-f][ 1,2,4]rpuazun-7-mn)MeTui)-2,6-1udpTropheHOKCH ) ITHIT ) (METHIT)KapOamar.

K  pactBopy  tper-Oytmn(2-(4-((2-((R  wmm  S)-1-(6en3miokcn)rexcan-3-mim)okcn)-4-(6ouc(3,4-
JUMeTOKCHOeH3mT)aMuHO )uMuazo| 2, 1-f][1,2,4 ] rpuasun-7-wn)(ruspokcu)Me T )-2,6-
mudropdenoken)atrin)(mermin)kapbamara (280 mr, 0,292 mmons) B MeOH (20 min) moGasisumn Pd/C (300 mr).
CMech 3amuiaig BOJIOPOIOM U NepeMEIINBaIN IIPH KOMHATHOH TeMmmeparype B TedeHne Houn. CMmech GpuibT-
poBany U GWIBTPAT KOHLIEHTPUPOBAIH B BaKyyMe. HEOUHMIIIEHHBIH MPOAYKT OYHINAIN TPH ITOMOIIA XPOMAaTO-
rpadun Ha KOJIOHKE C MOJNydeHHeM THTYJIbHOTO poaykTa (140 mr, 56,4%). MS: m/e: 851 (M+1)".

Oran D: (R wmm  S)-3-((4-amuno-7-(3,5-mudrop-4-(2-(MeTHIIAMHHO )3TOKCH ) OSH3MIT ) UMHU1a30[ 2, 1 -
f][1,2,4]rpra3un-2-mn)okcu)rekcan- 1 -on (coequnenne All14).

K cmecu mpoaykra atama C (140 mr, 0,164 MmMonb) B TOVY (9 mi) nobasmsuin H,O (1 Mi1) 11 momydeHHYIO
cMmech nepememnBanu npu 40°C B TeueHue Houu. CMeCh OXJaXKIalld 1O KOMHATHOM TeMIEpaTypbl U KOHIIECH-
TpupoBaiu a0 cyxoct. K ocanky mobasmsuimm 2 H pacteop NaOH (10 M) u XM (20 mu1) 1 nepeMerinBanu
npu KT B TedeHne 30 mun. CMech paznersumn. Opranndeckyto a3y BoicymmBany Hajg Na,SO4 1 KOHIEHTPHPO-
BaM B BakyyMe. HeounineHHbIH IpoayKT ounianu npu nomouu npen-BOXKX ¢ noixydyenuem nenesoro coeau-
HeHus (9 mr, 12,1%).

'H SIMP (400 MI', CD;0D) & 7,38 (s, 1H), 6,98 (s, 1H), 6,96 (s, 1H), 5,20-5,15 (m, 1H), 4,19 (d, J=9.4
I'y, 4H), 3,64 (s, 2H), 3,00 (s, 2H), 2,52 (s, 3H), 1,96-1,84 (m, 2H), 1,75-1,59 (m 2H), 1,52-1,39 (m, 2H), 0,91
(t, J=7,4 T'y, 3H) ppm. MS: m/e 451 (M+1)".

Coenunenne Al15: (R mmu S)-3-((4-amub0-7-(2-PpTOp-4-(2-(METHIAMUHO )3TOKCH )OS H3MIT )UMHUIa30[ 2, 1 -
f][1,2,4]rpra3un-2-mi)oKcH )rekcan- 1-od1.

Oran A: tpeT-0yTri(2-(3-dprop-4-hopMundeHOKCH )ITHI )(METHIT)KapOamar.

K pactBopy 2-dTop-4-runpokcudensanpaeruaa (1,4 v, 10 mmonp) B TI'® (20 mur) goGamisuin Tpet-
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oyTun(2-ruapokcuy Tt )(MeTin)kapoamat (1,75 v, 10 mmons) u PPh; (3,4 1, 13 Mmoinp). CMech 3ammuimany a3o-
ToM u oxuaxaanu o 0 rpamycos. Pacteop DIAD (2,6 r, 13 Mmmons) B TT'® (5 M) nobapnsim k cmecu. Peakiu-
OHHYIO CMECh IIepEMEIINBAIIN P KOMHATHON TeMIlepaType B TeueHrne Houl. Jl00aBIsiiy BOAHBIA PacTBOP XJIO-
pHuIa aMMOHHS M CMECh SKCTParupoBajy dTuianeTatoM. KoMOMHHUPOBaHHBIE OPTaHWMYECKHE SKCTPAKTHI BBICY-
MIMBAJX HaJ Cyib(haToM HATpus, GUIFTPOBAIH U BEIMapuBaii. HeounmeHHbIH NPOYKT OYNIIAIH TP TOMOIIN
Xpomarorpaduu Ha KOJOHKE ¢ TIoTydeHHeM THTY IbHOro mpoaykra (0,9 T, 30,3%). MS: m/e: 298 (M+1)".

Oran B: tpeT-0yTrin(2-(4-((2-((R HATTH S)-1-(6en3unokcu)rexcan-3-mi)okcn)-4-(omc(3,4-
IUMeTOKCHOeH3m)aMiuHO )umMuaszo[2,1-f][1,2,4 | tpruazun-7-mn)(THIpOKCH )METHI)-3 -
¢dropdeHokcu)aTmin)(MeTrHIT)KapOamar.

K pactBopy (R mmm S)-2-((1-(6en3mnokcu)rexcan-3-mi)okcH)-N,N-ouc(4-meTokcubeH3mn)umuaaso[2,1-
f][1,2,4]rpuazun-4-amuna (641 mr, 1 Mmons) B TT'® (10 mur) mobarisin mo karuie pactBop H-Buli (1,6 M, 1,25
MJI, 2 MMOJIB), TIOJUIEPXKHBAsi TEMIIEpaTypy B AuamnazoHe ot -75 o -65°C. Cryerst 1 4 100aBisuIi 1o Karwie cyc-
neHsuto Tpet-0yTiin(2-(3-prop-4-popmundenokcn )t )(Mermin)kapdbamara (450 mr, 1,5 mmons) B TT'® (2 mi).
ITonmyuennyto cmech nepeMemnuBany npu -70°C B TedeHue 2 4 U 3aT€M HarpeBaiad 10 KOMHATHON TeMIEpaTyphl
B TeueHHe Houu. Peakumio racuinu HackieHHbIM pacTBopoM NH4CI, sxcrparuposanu EtOAc (20 mix3), mpo-
MBIBQJIA COJIEBBIM PacTBOPOM, BeICYIIMBaIX Han Na,SO,, pumsTpoBanu u koHIeHTpUpoBasd. Ocaok OYHIIIAIN
nipu nomotu npen-TCX ¢ nonydenuem nenesoro coemunenus (700 mr, 74,6%). MS: m/e 939 (M+1)".

Oran C: tper-Oytun(R wmu  S)-(2-(4-((4-(6uc(3,4-mumeTokcrben3un)aMuHo )-2-(( 1 -ruapokcurekcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuaszun-7-un)Mernn)-3-GropPeHoKCH )ITHI ) (METHI )KapOamar.

K  pactBopy  tper-Oytmin(2-(4-((2-((R  wmmm  S)-1-(6eH3minokcw)rexcan-3-mir)okcu)-4-(6uc(3,4-
TUMETOKCHOeH3m)aMiuHO )uMuaszo[2,1-f][1,2,4 | tprazun-7-mn)(TuIpOKCH )METHI)-3 -
dbropdpenokcu)stin)(meTn)kapdbamara (700 mr, 0,746 mmons) B MeOH (20 mu) mo6ammsmu Pd/C (700 wr).
CmMech 3alyIiaiy BOAOPOJIOM U IIepeMEIINBalIN P KOMHATHOHM TeMmeparype B TedeHne HouHu. Cmech GuibT-
poBaimu U GUIBTPAT KOHIIEHTPUPOBAIU B BakyyMe. HEOUHIEHHBIN MPOAYKT OYHINAIH MPHU MOMOIIU XPOMAaTo-
rpaduu Ha KOJIOHKE C MOJTydeHHEM TUTYJILHOTO TIpoaykTa (350 Mr, 56,4%). MS: m/e: 833 (M+1)".

Oran. D: (R wmm  S)-3-((4-amuHO-7-(2-Pprop-4-(2-(METHIAMHHO)ITOKCH ) OCH3 M) UMK Aa30[ 2, 1-
f][1,2,4]Tpra3un-2-wmn)okcu)rexcan-1-om (coequaenue All5).

K cmecu npoaykra stana C (2,2 , 2,6 MMosb) B TOY (18 M) mobasismu H,O (2 Mi1) ¥ momydeHHYIO
cMmech niepeMemuBanmu pu 40°C B TedeHne HOuM. CMECh OXJTXKIAIN 0 KOMHATHOW TEMIIEPATyphl U KOHIICH-
TpupoBanu 10 cyxoctu. K ocanky mo6asmsumi 2 H pactBop NaOH (20 mur) u JIXM (60 M) u nepeMerntuBan
npu KT B TedeHne 30 mua. CMech paznersui. Opraandeckyio a3y BeicymuBanu Haa Na,SO4 M KOHIIEHTPUPO-
BaJi B BakyyMme. HeounieHHbIi MPOIyKT OYUIIIAIN TPy moMoInu npen-BOXKX ¢ momydeHnem 1eneBoro coeam-
uerwns (0,8 T, 70%).

'H SIMP (400 MTI't, CD;0D) & 7,25 (s, 1H), 7,19-7,14 (m, 1H), 6,78-6,64 (m, 2H), 5,25-5,13 (m, 1H),
4,14-4,06 (m, 4H), 3,76-3,59 (m, 2H), 2,94 (d, J=4,3 I'n, 2H), 2,44 (d, J=3,1 I'y, 3H), 1,90 (s, 2H), 1,75-1,56 (m,
2H), 1,48-1,36 (m, 2H), 0,92 (t, J=7,3 ', 3H) ppm. MS: m/e 433 (M+1)".

CoenuHeHNe Alle: (R 281051 S)-3-((4-amunHO-7-(3-MeTOKCH-5-(2-
(MeTmTaMuHO )3TOKCH)OeH3 W )uMua3o[2,1-f][1,2,4|rpuasun -2-mn)okcu)rekcan- 1-oi.

Oran A: TpeT-0yTni(2-(3-hopmui-S-MeTokcnpeHOKCH )3T )(METHIT)KapOamar.

K  pacrtBopy  3-rmgpokcu-5-mMerokcubenszampaeruma (1 r, 6,58  wmmonp),  Tper-OyTmi(2-
TUAPOKCUATHN )(MeTh )kapbamarta (1,15 T, 6,57 mmons) u PPh3 (2,6 T, 9,92 mmonb) B TT'® (20 mi) nobasmisuim
pactBop DTAD (1,7 1, 7,39 mmons) B TT'® (20 M) B atmocdepe N, npu 0°C. PeaknimoHHYI0 CMeCh TIepeMeIIn-
Banu B TeueHue 16 9 mpu 25°C. Tlocie 3aBepIieHns peakKIMOHHYI0 CMeCh Tacuiu Bogoi (50 mir) U sKkcTparupo-
By EtOAc (3x50 mur). KomGuHMpoBanHbIe opranuyeckue ciron npombiBain BogH. NaHCO; (3x50 mur), Bomoit
(50 M), conmeBbiM pacTBOpoM (50 M), BeIcymnBany Hax Na,SO, v KOHIIEHTPUPOBAIH B BAKyyMe C TIOJTydeHUEM
ocanka. OcagoK OYHIIAIH MPH IIOMOIIH XpoMaTorpadun Ha KOJIOHKE C CHIIMKATreJieM, ITIONPYS dTHIIAEeTaTOM B
nerponeitHoM 3¢dupe (33%) ¢ momydeHHeM THTYJIBRHOTO COEOMHEHHS (2 T, Heo4HIIeHHHIH). MS: m/e 332
(M+Na)".

Otan B: tpeT-0yTHn(2-(3-((2-(((R U S)-1-(6en3nnokcn)rexcan-3-uia)oken )-4-(6uc(2,4-
JUMeTOKCHOeH3MT)aMuHO )uMuazo| 2, 1-f][1,2,4 rpuasun-7-ui)(THAPOKCH)METHI )-5-

METOKCH(EHOKCH)ITHI )(METHI)KapOamar.

K pacTtBopy (R W S)-2-((1-(6en3unokcu)rekcan-3-mi)okcu )-N,N-6mc(2,4-
JuMetokcuben3mn)umuaaszol2,1-f][1,2,4]rpuazun-4-amuna (500 mr, 0,78 mmons) B TT'® (20 mur) nobasisiim H-
BuLi (3,2 mi, 5,12 mmons) B atmochepe N, mpu -78°C. Ilocne nepememmBanus B Tedenue 0,5 1 mpu -78°C,
nobaBnsmi TpeT-0yTri(2-(3-popmuin-S-meTokcupeHokcHn )3t )(MeTmn)kapoamar (1,1 T, HeountneHHbIi). Peak-
IIMOHHYIO CMECh TepeMelmBaii B TeueHue 2,5 4 npu -78°C. Tlocne 3aBepiieHUs] peakKIMOHHYI0 CMeCh TaCcHIIN
BoaH. NH4Cl (30 mu) u sxctparuposanmu JIXM (3x50 mir). KomOnHMpOBaHHBIE OpraHUYecKUe CIION BBICYIIHNBA-
mm Hax Na,SO4 1 KOHIIEHTPHPOBAIHN B BaKyyMe C TOIydeHHeM ocaika. Ocagok OYHIaIN MIPH TOMOIIH XpoMa-
Torpauu Ha KOJIOHKE C CHJIMKAarejeM, dJIIONpysd STHIANETaTOM B MeTpoieitHoM adupe (60%) ¢ momydeHueM
TUTYBHOTO coemuuenus (250 mr, 34%). MS: m/e 951 (M+1)".

Oran C: Tper-Oytua(R wmm  S)-(2-(3-((4-(6nc(2,4-numeToxcnben3mn)aMnHo)-2-(( 1 -ruapokcurexcan-3-
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win)okcn)umuaasol2,1-f][ 1,2,4]rpuaznH-7-mi1)MeTHII ) -5-METOKCU(PEHOKCH ) 3THIT ) (METHII )KapOamar.

K  pactBopy  tper-Oytmn(2-(3-((2-(R  wmmm  S)-1-(6eH3mnokcu)rexcan-3-mi)okcu)-4-(ouc(2,4-

TUMeTOKCHOeH3m)aMuHO )uMuaaszo[2,1-f][1,2,4 | tpuasun-7-mi)(THIPOKCH )METHI )-5-
MeTOKCU(PEHOKCH )aTIIT)(MeTrT)Kapoamara (250 mr, 0,263 mmoiie) B MeOH (20 mur) mobasnsumn Pd/C (250 mr)
AcOH (0.26 mu). Peakmmonnyro cMech nepeMentnBaiu B TedeHue 12 9 mpu 40°C B atmocdepe H, (1 atm).
Cmech GuIbTpoBau U (HUIBTPAT KOMOMHHPOBAIH BMECTE M KOHIICHTPUPOBAIH B Bakyyme. Ocaqok OYHIIAIN
IpY MOMOINM XpoMarorpaduy Ha KOJOHKE C CHIIMKarejeM, SJIIONpYysS STHIAICTaTOM B IIETpoJIeHOM sdupe
(80%) ¢ monydenuem THTYyIbHOTO coequnenus (120 mr, 54%). MS: m/e 845 (M+1)".

Oran D: (R wm S)-3-((4-amuHO-7-(3-MeTOKCH-5-(2-(METHIAMITHO )3TOKCH)OeH3 W) uMuIa3o[ 2, 1-
f][1,2,4]Tpra3un-2-wmn)okcu)rexcan-1-om (coequaenne Al16).

Tper-Oytun(R Wi S)-(2-(3-((4-(6uc(2,4-mumeroxcrben3mT)aMuHO )-2-(( 1 -ruIpokcurekcan-3-
win)okcn)umuaasol2,1-f][ 1,2,4]rpuazns-7-mn)MeTuin)-5-MeTokcudeHoken )3T ) (merui))kapoamar (120 mr, 0,142
MMoub) pactBopsutd B TOY (4 mun) u H,O (0,4 mir) B atmocdepe N,. PeakimoHHyIo cMech epeMeIinBaii B Te-
yernue 12 4 npu 40°C. [Toce 3aBepuieHUs pacTBOPUTENb yIAISUIN B Bakyyme. Ocasok pa3Boaniy Bogoit (20 mur)
n JIXM (20 mi) u Bomuyro ¢asy 3akucisin 1 H HCl go 3mauenus pH ot 1 mo 2. Bognyto da3y mpomsiBamu
JAXM (3x20 ma) u omenaunBamu 2 H NaOH no 3nauenus pH ot 13 no 14 u sxcrparuposanu JIXM/i-PrOH (5/1,
3x100 mi). KoMOMHMpOBaHHBIE OpraHuYecKye ciIoM BhICymmBaid Haj Na,SO4 M KOHIEHTPUPOBAIM B BaKyyMe
¢ osrygaenueM ocaaka. Ocamok ounmanu mpu nomonty npen-TCX (AXM/CH;OH (NH3) = 15/1) ¢ morygenuem
TUTYJIBHOTO coenuHenus (45 mr, 71%).

'H SIMP (400 MI'u, CD;0D) & 7,31 (s, 1H), 6,56 (s, 1H), 6,46 (s, 1H), 6,42 (s, 1H), 5,21-5,13 (m, 1H),
4,15 (s, 4H), 3,75 (s, 3H), 3,64 (t, J=6,0 I'u, 2H), 3,32 (s, 2H), 2,70 (s, 3H), 1,96-1,79 (m, 2H), 1,78-1,56 (m,
2H), 1,49-1,31 (m, 2H), 0,90 (t, J=7,2 T, 3H) ppm. MS: m/e 445 (M+1)".

Coenunenne  Al117: (R wmm  S)-3-((4-amuHO-7-(4-MeTOKCHU-3-(2-(METUIAMUHO )3 TOKCH )OCH3 I )-
nmuaaszo[2,1-f][1,2,4]Tpua3un -2-W1)OKCH)TeKcaH-1 -0,

Oran A: TpeT-0yTni(2-(5-hopmMui-2-MeTokcH(pEHOKCH )3T )(METHIT)KapOamar.

K  pacrteopy  3-rmgpokcu-4-mMerokcubenszampaeruma (1 r, 6,58  wmmonp),  Tper-OyTmi(2-
runpokcudTII)(MeTrin)kapbamata (1,15 r, 6,57 mmoine) u PPh; (2,6 T, 9,92 MmMons) B TT'® (20 mi) nobapmsuiu
pacteop DIAD (1,7 1, 8,42 mmonb) B TT'® (20 mi) B atmocdepe N, npu 0°C. PeakimoHHYI0 CMeCh IIepeMelIn-
Banu B TeueHue 16 4 npu 25°C. Ilocne 3aBepiIeHNs peakMOHHYIO cMeCh racuiu Bogoi (50 M) u skcTparupo-
Bamu EtOAc (3x50 mu). KomOnHUpOBaHHBIE OpraHUYECKHE CIOW MPOoMbIBaIu BogH. Na,CO; (3x50 mur), Bomoi
(50 mi), coneBbiM pacTBopoM (50 mut), BeicymmBany Hag Na,SO, M KOHIIGHTPHPOBAIN B BaKyyMe € HOJIydeHHEM
ocanka. OcagoK OYHIIAIH MPH IIOMOIIH XpoMaTorpadun Ha KOJIOHKE C CHIIMKATeJIeM, IIIONPYS dTHIIAEeTaTOM B
nerponeitHoMm 3¢dupe (33%) ¢ momyueHHMEM THUTYJIBHOTO coeawHeHHs (2,8 T, HeowHIIeHHBIH). MS: m/e 332.
(M+Na)".

Oran B: tpeT-0yTIi(2-(5-((2-((R HITH S)-1-(6en3unokcu)rexkcan-3-min)okcn)-4-(omc(2,4-
JTUMeTOKCHOeH3mT)aMiHO )uMuaszo[2,1-f][1,2,4 | tpruazun-7-mi)(THIPOKCH )METHI ) -2 -

METOKCU(PEHOKCH )ITHIT)(METHIT)KapOamar.

K pactBopy (R wm  S)-2-((1-(OeH3mnokcu)rekcan-3-mi)okcn)-N,N-6uc(2,4-muMeTOKCHOCH3 M)
umunaso[2,1-f][1,2,4]rpuasun-4-amuna (500 mr, 0,78 Mmmoins) B TT'® (20 mm) nobaemsum vH-Buli (3,2 mu, 5,12
mmoinb) B armocdepe N, mpu -78°C. Iocne nepememmBanust B teuenue 0,5 4 npu -78°C, mobaBisim Tper-
oyTni(2-(5-popmmin-2-merTokcudpenoken )3t )(Metmi)kapdamar (830 Mr, HeouunieHHbIH). PeakunoHnyto cMech
nepeMerinBany B Teuenne 2,5 4 npu -78°C. Ilocne 3aBepiueHns peakiMoHHYI0 cMech racuau Boaa. NHyCl (30
M) 1 3kcTparupoBamy JIXM (3x30 mi). KomOuHUpOBaHHBIE OPTaHWYIECKUE CIIOW BBICYIMBaU HalI Na,SO4 u
KOHIICHTPUPOBAJIHM B BaKyyMe ¢ HONydeHHeM ocajka. OcaJoK OYHIIaiy IMPpH MOMOIIN Xpomarorpaduu Ha Ko-
JIOHKE C CHJIMKAarelieM, SJIIOUPYs dTWIALETaTOM B meTpojieiiHoM 3¢upe (60%) ¢ modydeHneM THUTYIBHOTO CO-
enunenus (240 mr, 32%). MS: m/e 951 (M+1)".

Oran C: tper-Oytun(R wmu  S)-(2-(5-((4-(6uc(2,4-mumeToxcrben3un)aMuHo )-2-(( 1 -ruapokcurekcan-3-
nn)okcn)ummuaazo[2,1-f][1,2,4]rpuazus-7-un)MeTh )-2-MeTOKCH(EHOKCH )ITHI ) (METHIT)KapOamar.

K  pactBopy  tper-OyTmin(2-(5-((2-((R  wmmm  S)-1-(6eH3minokcu)rexcan-3-min)okcu)-4-(6uc(2,4-
TuMeTOKcHOeH3 M )aMiHO )uMuaszo[2,1-f][1,2,4 | tpuasun-7-mi)(THIPOKCH )METHI ) -2 -
MeToKcu(peHOKeH)aTri)(MeTrin)kapoamara (240 mr, 0,252 mmoins) B MeOH (20 mun) mobasism Pd/C (240 mr) u
AcOH (0.24 mu). Peaknuonnyio cMech nepememuBanu B teuenne 12 4 mpu 40°C B atmocdepe H, (1 atm).
Cmech GunbTpoBasd, U QUIBTPAT KOMOMHUPOBAIN BMECTE W KOHIIEHTPHPOBAIM B Bakyyme. OcalioK OYHIIaIH
IpU TIOMOIIM XpoMaTorpaguu Ha KOJIOHKE C CHJIMKAareseM, JJIOUpYsl dTHIALETaTOM B IETpOJieHHOM adupe
(80%) ¢ momydyeruem THTyIbHOTO coemuuenns (100 mr, 54%). MS: m/e 845 (M+1)".

Oran D: (R wm S)-3-((4-amuHO-7-(4-MeTOKCH-3-(2-(METHIIAMITHO )3TOKCH)OeH3 W) uMua30[ 2, 1-
f][1,2,4]rprasun-2-mn)okcu)rekcan- 1-ox (coequnenne Al17).

Tper-0yTrn(R W S)-(2-(5-((4-(6nc(2,4-numeTorcndeH3mT)aMuHo )-2-(( 1 -rugpokcurekcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuaszun-7-un)MeTnin)-2-MeTokcupeHOKCH )T ) (MeTrun)kapoamar (100 mr, 0,118
MMoJTb) pacTBopsuia B TV (4 M) m H,O (0,4 M) B atmMocepe N,. PeakimonHyto cMech MepeMennBaiy B Te-
genue 12 4 npu 40°C. Tloce 3aBepieHUs pacCTBOPUTEND YAATSLIN B BakyyMe. Ocalok pa3Boauian Bomou (20 mur)
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u JIXM (20 miu) n Bognyro ¢dazy 3akucisuiin 1 H HCI no 3nagenust pH ot 1 no 2. Boanyio a3y npoMsiBain
JXM (3x20 M) n omenmaunBan 2 H NaOH no 3navenus pH ot 13 g0 14 u axctparuposamu JIXM/i-PrOH (5/1,
3x100 mur). KomOnHUpOBaHHBIE OpraHWMYECKHe CIIOW BBICYymuBaiy Haa Na,SO, M KOHIIEHTPUPOBAIN B BaKyyMe
¢ nosrydenueM ocazka. Ocanok ounmanu npu nomomy npen-TCX (AXM/CH;0H (NH3) = 15/1) ¢ nonyyennem
tutynsHOro coeanHenus (30 mr, 58%).

'H SIMP (400 MI'u, CD;0D) & 7,27 (s, 1H), 6,99-6,86 (m, 3H), 5,22-5,18 (m, 1H), 4,18-4,04 (m, 4H), 3,83
(s, 3H), 3,70-3,61 (m, 2H), 3,08 (s, 2H), 2,61-2,49 (m, 3H), 1,96-1,79 (m, 2H), 1,78-1,54 (m, 2H), 1,51-1,34 (m,
2H), 0,90 (t, J=7,2 ', 3H) ppm. MS: m/e 445 (M+1)".

Coennnenne  Al118: (R wmm  S)-3-((4-amuHO-7-(2-MeTOKCH-3-(2-(METHIAMUHO )3TOKCH )OCH3 I )-
nmuaaszo[2,1-f][1,2,4]Tpuasu -2-11)oKCH)TeKcan-1-o.

Oran A: tpeT-0yTrin(2-(3-hopMm-2-MeTOKCUPEHOKCH )T )(METHIT ) KapOaMmar.

K  pactBopy  3-rumpokcu-2-metokcmOensampaeruaa (1 1, 6,58  mmomb),  TpeT-OyTmi(2-
TUAPOKCUATHN )(MeTh )kapbamata (1,15 1, 6,57 mmonb) u PPh; (2,6 T, 9,92 mmons) B TT'® (20 M) nobasmisumm
pacteop DTAD (1,7 1, 7,39 mmoins) B TT'® (20 mur) B armocdepe N, npu 0°C. PeakunoHHYI0 cMech IepeMenin-
Banu B TeueHue 16 4 npu 25°C. Ilocne 3aBepiieHNs peakMOHHYI0 CMeCh racuiu Bogo# (50 M) u skcTparupo-
Banmu EtOAc (3x50 mur). KomOuHMpOoBaHHBIE opraHudeckue cion nmpoMbiBasid BogH. NaHCO; (3x50 mur), Bogoit
(50 mi), coneBbiM pacTBopoM (50 mur), BeicymmBany Hag Na,SO, M KOHIIGHTPHPOBAIN B BaKyyMe € HOJIydeHHEM
ocaznka. Oca/IoK OYHIIAIN TP MIOMOIIM XpoMaTorpaduy Ha KOJIOHKE C CHITUKAreyieM, dJII0MPYs ATUIIALIETATOM B
nerposieitueiid 3¢up (20%) ¢ momyyeHHeM THUTYJIBHOTO coexuHeHus (2,3 r, HeouwmieHHbIH). MS: m/e 332
(M+Na)".

Oran B: tpeT-0yTri(2-(3-((2-((R HITH S)-1-(6en3unokcu)rexcan-3-min)okcn)-4-(omc(2,4-
TUMeTOKCHOeH3m )aMiuHO )uMuaaszo[2,1-f][1,2,4 | tpuazun-7-mi)(THIPOKCH )METHI ) -2 -

METOKCU(PEHOKCH )ITHIT)(METHIT)KapOamar.

K pacTBopy (R W S)-2-((1-(6en3mnokcu)rexcan-3-mm)okcH )-N,N-6unc(2,4-
numeTokcuben3mwn)umunasol2,1-f][1,2,4 Jrpuazun-4-amuna (500 mr, 0,78 mmoip) B TT'® (20 M) mobaBisiia H-
BulLi (3,2 M, 5,12 mMoub) B atmocdepe N, ipu -78°C. Tlocie nepememmBanms B Teuenne 0,5 9 mpu -78°C mo-
Oapmsu TpeT-0yTII(2-(3-hopMumIT-2-MeTOKCU(pEHOKCH )3T )(MeTH ) Kapbamar (1,1 T, HeounmeHHbIN). Peakim-
OHHYIO CMECh MepemermBain B TeueHue 2,5 u mpu -78°C. [locne 3aBepiieHHs peakMOHHYI0 CMECh TacHIIU
BoaH. NH4Cl (30 M) u sxcrparupoBanu IXM (3x30 mur). KoMmOuHMpOBaHHBIE OPraHUIECKUE CIIOW BBHICYIIIABA-
m Hax Na,SO,4 ¥ KOHIEHTPUPOBAIM B BaKyyMe C HOJIydeHHeM ocazka. OcagoK OYMIIaiy MPH MOMOIIHN XpoMa-
Torpaduu Ha KOJIOHKE C CHIIMKAareJeM, 3JIIUPYsS dTHUIANETATOM B MEeTpoieitHoM adupe (60%) ¢ momydeHueM
TUTYJIBHOTO coemuuenus (260 mr, 35%). MS: m/e 951 (M+1)".

Oran C: Tper-0ytua(R wmm  S)-(2-(3-((4-(6nc(2,4-numeToxcnben3mn)aMnHo)-2-((1-ruapokcurexcan-3-
nn)okcn)ummuaazo[2,1-f][1,2,4]rpuazus-7-un)MeTni )-2-MeTOKCH(EHOKCH )3THI ) (METHIT)KapOamar.

K  pactBopy  tper-OyTmin(2-(3-((2-((R  wmmm  S)-1-(6eH3minokcw)rexcan-3-mr)okcu)-4-(6uc(2,4-
TUMeTOKCHOeH3 T )aMuHO )uMuaaszo[2,1-f][1,2,4 | tpruazun-7-mn)(THIPOKCH )METHI ) -2 -
MeTOKCU(pEHOKCH )TN )(MeTrT)Kapoamara (260 mr, 0,273 mmois) B MeOH (20 mur) mobasnsumm Pd/C (260 Mmr)
AcOH (0,26 mu). Peakmmonnyro cMech nepeMentnBaiu B Tedenue 12 9 mpu 40°C B atmocdepe H, (1 atm).
Cmech punmbTpoBany, U GUILTPAT KOMOMHUPOBAIM BMECTE M KOHIICHTPUPOBAIH B BakyyMe. Ocalok OYHIIaIN
IpU TIOMOIIM XpoMaTorpaduu Ha KOJIOHKE C CHJIMKAareseM, JJIOUpYs THIALETaTOM B IETpOJieHHOM adupe
(80%) ¢ momydyenuem THTYIbHOTO coemuuenus (150 mr, 65%). MS: m/e 845 (M+1)".

Oran D: (R wm S)-3-((4-amuHO-7-(2-MeTOKCH-3-(2-(METHIIAMITHO )3TOKCH)OeH3 W) uMuIa3o[ 2, 1-
f][1,2,4]Tpua3un-2-wmn)okcu)rexcan-1-om (coequaenne Al18).

Tper-Oytun(R Wi S)-(2-(3-((4-(6uc(2,4-mumerokcuben3mT)aMuHO )-2-(( 1 -ruapokcurekcas-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuazun-7-nn)MeTnin)-2-MeTOKCHPEHOKCH )aTr ) (MeTrn)kapoamar (150 mr, 0,177
MMoJTb) pacTBopsuia B TV (5 mur) m H,O (0,5 M) B atmocepe N,. PeakimmonHyto cMech nepeMennBaiy B Te-
genue 12 41 npu 40°C. TToce 3aBepieHUs pacCTBOPUTEND YAATSLIN B BakyyMme. Ocalok pa3Boauin Bomou (20 mur)
n JIXM (20 mi) u Bomuyro ¢asy 3akucisin 1 H HCl no 3mauenus pH ot 1 mo 2. Bognyto ¢a3y mpomsiBamu
JAXM (3x20 ma) u omenaunBanu 2 H NaOH no 3nauenus pH ot 13 no 14 u sxcrparuposanu JIXM/i-PrOH (5/1,
3x100 mir). KoMOMHMpOBaHHBIE OpraHUYecKHe ciIoM BhICymmBaid Haj Na,SO4 M KOHIEHTPUPOBAIM B BaKyyMe
¢ nmomydenueM ocaaka. Ocamox ouyumany npu nmomory npen-TCX (JIXM/CH30OH (NH3)=15/1) ¢ mosygenuem
TUTYJIBHOTO coenuHeHus (48 mr, 61%).

'H SIMP (400 MI'u, CD;0D) & 7,20 (s, 1H), 7,02-6,91 (m, 2H), 6,85 (d, J=6,8 T'u, 1H), 5,25-5,15 (m, 1H),
4,24-4.11 (m, 4H), 3,79 (s, 3H), 3,65 (t, J=6,0 I'y, 2H), 3,10 (t, J=4,8 T'y, 2H), 2,56 (s, 3H), 1,97-1,81 (m, 2H),
1,79-1,57 (m, 2H), 1,50-1,22 (m, 2H), 0,91 (t, J=7,2 T, 3H) ppm. MS: m/e 445 (M+1)".

CoeauHenue Al19 u coelMHeHue A120: (R W S)-3-((4-amuno0-7-(4-(2-
(MeTmtaMuHO )3THIT)0eH3WN ) uMuaa3o[2,1-f][1,2,4tpuazus-2-un)okcu)rekcan-1-omu (S wiu R)-3-((4-amuHO-7-
(4-(2-(MeTrnamuHO)aTII )0cH3MWT)Mua30( 2, 1-f][ 1,2,4 | Tpra3uH-2-1i)OKCH)reKcaH- 1 -0t

Coemunenne  A95  3-((4-amuHO-7-(4-(2-(MeTmnaMuHO )3TIN) OeH3 W )uMuaszo[ 2, 1-f][ 1,2 4] rpuazun-2-
win)okcu)rekc an-1-om (45 mr, 0,168 mMmons) ounmamu npu nomomy npen-CK®X (xupanphas kononka PAK
AD-H, 3 cM*25 cM, 5 MkM, ckopocTh Toka 45 mi/muH (aza: I'ekcan (2 MM N,H3;-MeOH): UTIC = 80: 20, Y®:
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220 1M, 25°C) ¢ nomydenueM coequnerns Al19 (20 mr) n coenunenns A120 (23 mr).

Coemunenne Al19 (omruueckmii msomep 1): 'H SIMP (400 MI'y, CD;0D) & 7,29 (s,

1H), 7,24 (d, J=7,6 I'u, 2H), 7,16 (d, J=7,6 ', 2H), 5,18 (s, 1H), 4,17 (s, 2H), 3,64 (s, 2H), 2,80 (s, 4H),
2,40 (s+, 3H), 1,90 (s, 2H), 1,78-1,55 (m, 2H), 1,49-1,34 (m, 2H), 0,91 (t, J=7,2 I'u, 3H) ppm. MS: m/e 399
M+1)".

Coenunenne A120 (onTryeckuii nuzomep 2): 'H saMP (400 MTI', CD;0D) & 7,31-7,25 (m, 3H), 7,19 (d,
J=7,6 T'n, 2H), 5,25-5,10 (m, 1H), 4,18 (s, 2H), 3,62 (s, 2H), 3,04 (t, J=7,6 'y, 2H), 2,87 (t, J=7,6 I', 2H), 2,56
(s, 3H)+, 1,94-1,81 (m, 2H), 1,79-1,56 (m, 2H), 1,49-1,34 (m, 2H), 0,92 (t, J=7,2 T'u, 3H) ppm. MS: m/e 399
M+1)".

Coenunenne Al21: (R wim S)-3-((4-amuHO-7-(2-3TOKCH-4-(2-(METUIAMHIHO )3TOKCH) OeH3MIT)uMuaa3o[2,1-
f][1,2,4]Tpra3un-2-mi)oKcH )rekcan- 1-od1.

Oran A: 4-X710p-2-3TOKCHOEH3AIBICT .

K cmecu 4-xmop-2-rugpokcudensanpaeruaa (1,56 v, 10 mmons) u K,CO; (3,45 1, 25 mmons) B JIM® (10
mu1) toGaBisu MoadTaH (2,34 r, 15 MMOJIB) TIPH KT | MOJYYEHHYIO CMECh IIEPEMEIINBAJIH ITPH KT B TeuyeHHe 16
4. Cmech pazBoammm DA (50 mi), GpunbTpoBad. PUIBTPAT MIPOMBIBAIH COJIEBBIM pacTBOpoM (50 mix3), BBICY-
mmBanu Hag Na,SO4 u koHIeHTpupoBanu. OcaoK OYHINATH IPH TOMOIIX XPOMAaTOrpaduu Ha KOJIOHKE C MOJTy-
YeHHeM THTYIbHOTO mpoaykTa (1,70 T, BeIxoa: 92%). MS: m/e 185 (M+1)".

Oran B: tper-0yTun(2-(3-aTokcn-4-popmundenokcn )aTui)(MeTn)kapbamar.

Cmech 4-x710p-2-3TOKCHOEH3abIeTHAA (736 MT, 4 MMOJTb), TpeT-0yTHin(2-
ruapokcudITHN)(MeTh)kapoamaTa (1,05 r, 6 mmoms), Pdy(dba); (183 wmr, 0,2 mmons), RuPhos (186 wmr, 0,4
mMmoutb) 1 Cs,COs (2,6 T, 8 MMoib) B auokcane (10 mur) nepemermuBaim ipu 100°C B atmocdepe N, B TedueHne
16 9. Cmech oxmaxaany 1 pa3oasimsan DA (20 mur), GuibTpoBad U GUIHTPAT IPOMBIBAIN COJIEBBIM PaCTBOPOM
(10 mnx3), BeicymmBanu Haj Na,SO4 1 KoHIIeHTpupoBaid. Oca oK OYHIIAIH IIPH IIOMOIIY XpoMaTorpaguu Ha
KOJIOHKE C MOJTydeHHeM THTYJIBHOTO TIpoyKTa (500 Mr, BEIXoa: 38%). MS: m/e 324 (M+1)".

Oran C: tpeT-0yTrn(2-(4-((2-((R W S)-1-(6en3unokcu)rexcan-3-mi)okcn )-4-(omc(2,4-
TUMeTOKCHOeH3 I )aMuHO )umMuaaszo[2,1-f][1,2,4 | tpruazun-7-mn)(THIPOKCH )METHI ) -3 -
3TOKCU(EHOKCH)3TIIT)(METHII)KapOamar.

K pacTtBopy (R W S)-2-((1-(6en3mnokcu)rekcan-3-mn)okcu )-N,N-6uc(2,4-
qumerokcuben3mn)umuaaszo[2,1-f][1,2,4 Jrpuazun-4-amuna (340 mr, 0,53 mmons) B TT'® (5 mm) nobasnsum H-
BuLi (1,6 M, 2,0 mu, 3,2 mmons) nipu -78°C B atmocepe N,. Cmech nepemeruBanu npu -78°C B Teuenue 30
MHH. 3areM pacTtBop TpeT-OyTui(2-(3-aTokcu-4-popmmndenokcun)atmn)(merwn)kapbamara (340 wmr, 1,05
MMoutb) B TT'® (3 M) mobasmsumm k cucteme npu -78°C. Peakiuio nepeMermuBanu B Teuenrne 30 MUH U 3aTeM
HarpeBajy 10 KOMHATHOW TeMIIEpaTyphl M IEepPEeMEIIMBalIN B TeueHHe 16 4. Peakmuro racuiam HaCHIIIEHHBIM
NH,4CI (00 mi1) mpu KOMHaTHO# Temneparype u akcrparuposain DA (10 mix3). KomOunupoBanHyto opranude-
CKyto (hazy mpombIBasu cosieBbIM pacTBopoM (10 mix3), BeicymmBanu Hax Na,SO4 M KOHIEHTPUPOBAIH IPH
MOHMKeHHOM AaBieHnH. OcaioK OUHIIAIHN IPH ITOMOIIH XpoMaTorpaduu Ha KOJOHKE C ITOTyYeHHEM THTYIIBHO-
ro coequnenus (125 mr, Bixo: 25%). MS: m/e 965 (M+1)".

Oran D: tper-0ytun(R wmn  S)-(2-(4-((4-(6nc(2,4-mumeTokcuben3mn)aMuHo )-2-(( 1 -ruapokcurekcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuazun-7-un)MeTr)-3-3TOKCUPEHOKCH )ITHIT ) (METHIT ) KapOamar.

Cmech TpeT-0yTIn(2-(4-((2-((R HTTH S)-1-(6en3unokcu)rexcan-3-min)okcn)-4-(omc(2,4-
JMMETOKCHOeH3MT)aMuHO )uMuazo| 2, 1-f][1,2,4rpuasun-7-ui)(THApOKCH)METHI )-3 -
sTokcueHoken)atmn)(mermn)kapbamara (180 mr, 0,187 mmons), Pd/C (Bnaxssrit, 200 mr) u AcOH (5 kamers)
B MeOH (5 mi) nepememuBanu npu 40°C B atmoctepe H, mpu kt B Teuenue 16 4. CMech QUIBTPOBAIHN H
(UIBTPAT KOHICHTPUPOBAIH B aTMOC(epe ¢ BRICOKMM BaKyyMOM C IOJIyYCHHEM THUTYJIHHOTO MPOAyKTa (85 M,
HeouHIIeHHsIH). MS: m/e 859 (M+1)".

Oran  E: (R wm S)-3-((4-amuHO-7-(2-3TOKCH-4-(2-(METHIAMIHO )3TOKCH ) OeH3MIT ) uMu1a30([ 2,1 -
f][1,2,4]rpuasun-2 -un)okcu)rexcad-1-om (coenuaenne A121).

Tper-0yTun(R W S)-(2-(4-((4-(6nc(2,4-mumeTokcnbeH3mI)aMuHo ) -2 -(( 1 -rugpokcurekcan-3-
nn)okcn)umuaazo[2,1-f][1,2,4]rpuazun-7-un)MeTnin)-3-3TOKCUPEHOKCH )T ) (MeTr ) Kapbamar (85 mr, Heoun-
meHabiit) B TOVY (3 M) mepemMemmBany MpH KT B Te4eHHE 6 4. PEakIMOHHYI0 CMeCh KOHIICHTPHPOBAIH TPH
noHmwkeHHoM naBiennd. Ocanok pasBomwmm MeOH (3 mn), ounmmanu NaOH (1 mut, 4 M), nepemernuBany npu
KT B TeueHHe | Jaca u koHueHTpupoBayu A ynaierust MeOH. TTomydeHHBIH BOAHBIN pacTBOP dKCTParupoBaiu
JAXM (3 mnx3). [TomydeHHBIE OPTAaHUIECKUE BEIIECTBA MTPOMBIBAIN COJIEBBIM PaCcTBOPOM (5 MIIx2), BBICYIIHBA-
1 Haja NaySO,, KOHIEHTPUPOBAIM U OUMILAIH NMPU oMoy npen-BAXKX ¢ monydeHneM TUTYJIBHOTO COeTUHE-
HUs (5,5 mr, BEIXOX: 6% B JBa 3Tama).

'H SIMP (400 MI', CD;0D) 7,20-7,11 (m, 2H), 6,59 (s, 1H), 6,50 (d, J=8,0 I'n, 1H), 5,29-5,13 (m, 1H),
4,25-4,16 (m, 2H), 4,09 (s, 2H), 4,07-3,97 (m, 2H), 3,70-3,60 (m, 2H), 3,41-3,34 (m, 2H), 2,73 (s, 3H), 1,96-
1,85 (m, 2H), 1,78-1,61 (m, 2H), 1,51-1,39 (m, 2H), 1,37 (t, J=6,8 I';, 3H), 0,93 (t, J=7,2 T'u, 3H) ppm. MS: m/e
459 (M+1)".

CoenuHeHme Al122: (R W S)-3-((4-amun0-7-((6-(2-(METHIIAMHUHO )TIPOTIOKCH ) TUPHUTUH-3 -
mn)Mern)umuaaszo[2,1-f][1,2,4]t puasun-2-un)okcu)rexcad- 1-o.
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Oran A: TpeT-0yTni(1-ruapokcunponan-2-ui)(MeTHiI)Kapoamar.

K pactBopy N-(Tpet-0yTokcukapOonmn)-N-metunananuna (1 r, 4,93 mvoins) B TT'® (20 M) nobasisiim
BH; (7,5 mi, 7,5 mmonb) B atMochepe N, mipu -0°C. PeaknimoHHyI0 cMeCh TIepeMeNTuBaIA B TEUCHHUE 2 49 TPH
0°C. 3arem mo kamte go6asisu Boxy (5 mur) mpu 0°C. IMocnme mepememmBanus B TedeHue 10 MUH 10 Karuie
nmobasisua 10% NayCO; (10 mim). Peaknmonnyro cmech nepemenBaiu B Tedenune 1 1 mpu 25°C. Ilocne 3aBep-
IIEHHUs peaKkIMOHHYI0 cMech akcTparuposain EtOAc (3x50 mir). KomOMHMpOBaHHBIE OpraHUYECKUE CIIOH IIPO-
MBIBAJIM COJIEBBIM pacTBOpoM (3x20 mur), BeicymmBany Hajx Na,SO; U KOHIEHTPUPOBAJIHN B BaKyyMe C IOJIyde-
HHEM HEOYHIIEHHOTO npoaykTa (900 mr, 96%).

'H SIMP (400 MI'i, IMCO-de) & 4,66 (s, 1H), 4,14-3,86 (m, 1H), 3,43-3,26 (m, 2H), 2,64 (s, 3H), 1,39 (s,
9H), 0,97 (s, 3H).

Oran B: tper-0yTnn(1-((5-bopMunmupuanH-2-11)OKCH ) TpOTIan-2-1i ))(MEeTHIT)KapOamar.

K pactBopy 6-xnopaukormHampaeruga (570 wmr, 4,01 MMmonb), Tper-OyTwi(l-ruapokcunponan-2-
win)(metmn)kapbamara (900 mr, 4,76 mmons), Pdy(dba);-CHCl; (311 mr, 0,3 mmons) u Cs,CO; (2,6 T, 7,97
MMoJTb) B nuokcane (20 mm) no6asmsuin RuPhos (280 mr, 0,599 mmons) B atmMochepe N,. PeaknmmonHyro cmech
nepemernBany B teuenne 12 4 mpu 95°C. Cmech ¢pmipTpoBanyu, u GUILTPaT KOMOMHUPOBAIN BMECTE U KOH-
HEHTPUPOBAIH B BakyyMe. Oca/loK OYMINAIN ITPH ITOMOIIH XpoMaTorpaduu Ha KOJIOHKE C CHIIMKareseM, dJII0U-
pys STHIIaETaTOM B reTposeiiHoM adupe (25%) ¢ nomydeHneM THTyapHOTO coenuaenus (1 T, 85%).

'H SIMP (400 MT'ni, IMCO-dg) & 9,97 (s, 1H), 8,76 (s, 1H), 8,12 (s, 1H), 6,95 (s, 1H), 4,60-4,16 (m, 3H),
2,69 (s, 3H), 1,47-1,06 (m, 12H) ppm, MS: m/e 295, (M+H)".

Otan C: tpet-oyTEra(1-((5-((2-((R W S)-1-(6en3mnokcu)rekcan-3-mn)okcu)-4-(6uc(2,4-
JMMETOKCHOeH3MIT)aMuHO )uMuazo| 2, 1-f][1,2,4 rpnasus-7-ui)(THAPOKCH ) METHI ) TUPUANH-2-WIT)OKCH ) IPOTIaH-
2-un)(MeTrin)kapbamar.

K pactBopy (R wmm  S)-2-((1-(6en3umokcu)rexcan-3-min)okcn)-N,N-0uc(2,4-TMMETOKCHOCH3MIT)-
nmunaazo[2,1-f][1,2,4]tpuazun-4-amunaa (600 mr, 0,934 mmoins) B TI'® (10 mu) mobasmsumm H-BuLi (0,88 wmur,
1,41 mmois) B atmochepe N, nipu -78°C. Tlocie nepememuBanus B Tedenue 0,5 9 mpu -78°C mobaBisiiam TpeT-
oytui(1-((5-bopmunmupunuH-2-mT)oKcH ))mponan-2-wi)(MeTi)kapoamat (328 mr, 1,12 Mmois). PeakmmonHyro
cMech TiepeMemuBaiu B TedeHue 2,5 4 npu -78°C. Ilocie 3aBepuieHus, peaKIMOHHYIO CMeCh TacHJIU BOJIH.
NH4C1 (30 mi) u axctparupoBanu JIXM (3x30 mi1). KoMOMHUpOBaHHBIE OPTaHUYECKHE CIIOM BBICYITUBAIHN HaJ
Na,SO,4 ¥ KOHIICHTPUPOBAJIHN B BAKyyMe € MOJIydeHneM ocaaka. OcaJok OYHINaId Py MTOMOITH XpoMaTorpaduu
Ha KOJIOHKE C CHIIMKareyieM, IIOUpPYs ATWIALETaTOM B reTpoiieiHoM sdupe (70%) ¢ moaydeHHeM TUTYIHLHOTO
coenunenus (700 mr, 80%). MS: m/e 936 (M+H)".

Oran D: tper-Oyrun(1-((5-((4-(6uc(2,4-numeroxcndensmn)amuto)-2-((R wmm  S)-1-rugpokcurexcan-3-
win)okcn)umuaasol2,1-f][ 1,2,4]rpuaznH-7-11)METHI) TUPU I H-2 -1JT) OKCH ) TIPOTIaH-2 -1 ) (METHIT )KapOamar.

K  pactBopy  tper-OyTtmm(1-((5-((2-((R  wmm  S)-1-(6eH3unokcu)rexcad-3-mi)okcu)-4-(ouc(2,4-
JIuMeTOKcrOeH3m)aMuHo )umunaszo[ 2,1-f][1,2,4 | tpuazun-7-mn)(THIPOKCH)METHIT) TAPUINH-2 -1 ) OKCH ) IPOTIaH-
2-un)(metmn)kapbamara (700 mr, 0,748 mmonb) B MeOH (40 mun) mo6asssmu Pd/C (700 mr) m AcOH (0,8 mur).
Peakmnmonnyto cmech nepemermBany B Tedenue 12 1 mpu 40°C B atmocdepe H, (1 atm). Cmech pumbTpoBany, u
¢unbTpaT KOMOMHHPOBAIM BMECTE W KOHIIGHTPHUPOBAIX B BakyyMme. OcCaloKk OYHIAIN TPU TTOMOIIA XPOMAaTO-
rpaduu Ha KOJIOHKE C CHJIMKArelieM, AIIIOHPYS STHIIANETaTOM B meTposneidHoM >¢upe (70%) ¢ momydeHueM TH-
TymeHOTO coequuenus (200 mr, 32%). MS: m/e 830 (M+H)".

Oran E: (R wm S)-3-((4-amunu0-7-((6-(2-(METHIAMUHO )TPOTIOKCH ) TUPUIMH-3 - U1 )METHIT ) UMH1a30[ 2, 1-
f][1,2,4]Tpra3un-2-wmn)okcu)rekcan-1-om (coequaenne A122).

Tper-6yrnn(1-((5-((4-(6mc(2,4-mumeTokcubenzmn)amuHo)-2-(((R Uu S)-1-runpokcurexcan-3-
win)okcn)umuaasol2,1-f][ 1,2,4]rpuazu-7-mi)MeTHI ) TUPUIUH-2 -1 )OKCH ) Iponan-2-ui) (MeTwin)kapoamar (200
mr, 0,241 mmonb) pactBopsut B TOY (4 M) n H,O (0,4 mun) B atmocdepe N,. PeakiimoHHyro cMech nepeMeru-
Banu B TeueHue 12 u mpu 40°C. Ilocne 3aBepiieHus pacTBOPUTENb yAaIsiad B BakyyMme. OcaJok pa3BOAUIH BO-
moit (20 M) u AXM (20 M) u Bognyto dazy 3akucisuin | H HCl no 3nauenns pH ot 1 mo 2. Bognyio dazy
npomMeiBa JIXM (3x20 mu) n omenaunBanu 2 H NaOH no 3nauenust pH ot 13 no 14 u skcrparuposaiu
AXM/i-PrOH (5/1, 3x100 mur). KoMOMHUpOBaHHbIE OpraHMYEecKHe CIIOW BhICyMBamy Hag Na,SO, U KOHIEH-
TPUPOBAIM B BaKkyyMe C moiydeHHeM ocagka. Ocamok oummand npu  momomu — mpen-TCX
(AXM/CH30H(NH;)=15/1) ¢ noxydaenunem tuTyapHOTO coenuHenus (60 mr, 58%).

'H SIMP (400 MI'u, CD;0D) & 8,13 (s, 1H), 7,67 (s, 1H), 7,36 (s, 1H), 6,81 (d, J=4,8 I'u;, 1H), 5,20 (s, 1H),
4,32 (s, 1H), 4,18 (s, 3H), 3,67 (s, 2H), 3,16 (s, 1H), 2,51 (s, 3H), 1,91 (s, 2H), 1,80-1,60 (m, 2H), 1,54-1,31 (m,
2H), 1,23 (s, 3H), 0,94 (s, 3H) ppm. MS: m/e 430 (M+H)".

Coennmnenne  Al123: (R wma  S)-3-((4-amunO0-7-(2,6-11PTOP-4-(2-(METHIAMIHO )3TOKCH )OCH3 W) -
nmuaaszo[2,1-f][ 1,2,4]Tpua3un-2-mn)okcu)rekcan- 1-od1.

Oran A: TpeT-0yTni(2-(3,5-nudrop-4-dpopmunpenokcn)atmn)(MeTrnin)Kapoamar.

K pactBopy 3,5-mudTop-4-runpokcudensanpaeruia (316 mr, 2 mmoins) B TT'® (10 mi) mobasnsuin TpeT-
oyTun(2-ruapokcuy Tt )(MeTi)kapoamata (350 mr, 2 mmonb) u PPh; (655 mr, 2,5 MMons). CMech 3amumani
azotoM u oxnaxaam 1o 0 rpagycos. PactBop DIAD (505 wmr, 2,5 mmons) B TT'® (5 mi) gobasnsum Kk cMecH.
PeakinoHHYI0 cMech IepeMeIlInBail IpU KOMHATHOM TeMIeparype B TeueHHe HouH. JloOaBisum BOAHBIN pac-
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TBOP XJIOPHJIa aMMOHHS U CMECh SKCTParupoBaiy sTuiianeratoM. KoMOMHUpOBaHHBIE OPraHUYECKUE IKCTPAKTHI
BBICYIIMBAIN HaJ Cyib(aroMm HaATpus, GWIBTPOBAIHM W BBIAPUBAIN. HEOUWIIEHHBINH MPOMYKT OYUINAIHA TPU
HOMOH.J[FI/I Xpomartorpadui Ha KOJOHKE C IMOJydeHHEeM TUTYJIbHOTO mpoaykra (180 mr, 28,5%). MS: m/e: 316
M+1)".

Oran B: tpeT-0yTri(2-(4-((2-((R HTTH S)-1-(6en3unokcu)rexcan-3-min)okcn)-4-(onc(2,4-
IuMeTOKcHOeH3m )aMuHo )umunaso[ 2,1-f][1,2,4 Jtpuaszua-7-wn)(Tuapokcu)MeTmn)-3,5-
mudTopheHOKCH )3T )(METHIT)KapOamar.

K pactBopy (R wmm  S)-2-((1-(6en3umokcu)rexcan-3-min)okc)-N,N-0uc(2,4-TMMETOKCHOCH3IT )-
umunaso[2,1-f][1,2,4]rpuasun-4-amuna (300 mr, 0,5 mmons) B TT® (10 M) mobaBisiu 1Mo Karuie pacTBOp H-
BuLi (1,6 M, 0,9 M, 1,5 MMoIb), monAepKuBas TEMIICpaTypy B auamazoHe ot -75 mo -65°C. Coycts 1 4 cyc-
MEH3MI0 J100aBIsuM 10 Karute TpeT-0yTmin(2-(3,5-audTop-4-popmundenoken)stn)(mermin)kapdbamara (180 wmr,
0,57 mmons) B TT'® (2 mm). ITonyuennyro cMmecs nepeMemnBanu npu -70°C B TedeHue 2 4 U 3aTeM HarpeBaiu
JI0 KOMHAaTHOW TeMIlepaTyphl B TedeHHEe HOUM. Peakiuro racuim HaceimeHHbIM pactBopoM NH,Cl, sxcTparupo-
Bamu EtOAc (20 Mix3), IPOMBIBAJIM COJIEBBIM PAcTBOPOM, BICYIIHMBaIu Hal Na,SO,4, GHUIBTPOBAIM U KOHIICH-
TpupoBanu. Ocagok ouuiany npu nomouy npen-TCX ¢ nomxydenuem neneBoro coeaunenus (120 mr, 25,1%).
MS: m/e 957 (M+1)".

Oran C: tper-Oytun(R wmu  S)-(2-(4-((4-(6uc(2,4-mumeTokcuben3mn)aMuHo )-2-(( 1 -ruapokcurekcan-3-
nn)okcn)ummuaaszo[2,1-f][1,2,4]rpuazun-7-nn)mernn)-3,5-mudropderokcn) T )(MeTr)kapbamar.

K  pactBopy  tper-OyTmin(2-(4-((2-((R  wmmm  S)-1-(6eH3minoKcH)rexcan-3-mr)okcu)-4-(6uc(2,4-
TUMeTOKcHOeH3m )aMuHo )umunaso[ 2,1-f][1,2,4 Jtpuaszua-7-wn)(ruapokcu)MeTmn)-3,5-
nmudTophenokcn)atun)(Mermn)kapobamara (120 mr, 0,125 mmons) B MeOH (20 mur) go6asmsma Pd/C (200 mr).
CmMech 3anyInaiy BOAOPOJIOM U IepeMeIINBalIi P KOMHATHOHM TeMmeparype B TedeHne Houu. Cmech (GuibT-
poBaiu, U QUIBTpaT KOHLUEHTPHUPOBAIHM B BakyyMe. HeouHIeHHbII NMPOIYKT OYMINAIN MTPH TIOMOIIM XPOMAaTo-
rpaduu Ha KOJIOHKE C MOJTydeHHeM TUTYJIBHOTO TIpoaykTa (60 mr, 56,2%). MS: m/e: 851 (M+1)".

Oran D: (R wm S)-3-((4-amuno-7-(2,6-mudrop-4-(2-(MeTHIAMIHO)3TOKCH )OS H3MIT)UMHIa30[ 2, 1-
f][1,2,4]Tpra3un-2-wmn)okcu)rexcan-1-om (coequaenne A123).

K cmecu mpoaykra stanma C (60 mr, 0,07 mmonp) B TOY (9 mu) mobasmsumn H,O (1 Mi1) ¥ mOdTy4eHHYIO
cMmech niepeMemuBau pu 40°C B TedeHne HouM. CMECh OXJTXKIAIN 10 KOMHATHOW TEMIIEPATyphl U KOHIICH-
TpupoBanu 10 cyxoctu. K ocanky mo6asmsui 2 H pactBop NaOH (10 mur) u JIXM (20 mut) ¥ niepeMerntuBaia
npu KT B TedeHne 30 mua. CMech paznersun. Opraamdeckyio a3y BeicymuBany Haa Na,SO4 M KOHIIEHTPUPO-
BaJiM B BakyyMme. HeounieHHbIi MPOIyKT OYUIIAIN TPy oMoIny npen-BOXKX ¢ momydeHnem 1eneBoro coeam-
Herns (8 mr, 25,2%).

'H SIMP (400 MI', CD;0D) & 7,21 (s, 1H), 6,68 (d, J=9,2 T'u, 2H), 5,26 (s, 1H), 4,15 (dd, J=12,0, 7,3 T,
4H), 3,67 (s, 2H), 3,09 (s, 2H), 2,56 (s, 3H), 1,94 (d, J=6,4 'y, 2H), 1,72 (s, 2H), 1,45 (s, 2H), 0,97 (t, J=7,4 T'y,
3H) ppm. MS: m/e 451 (M+1)".

CoenuHeHnue Al24: (R U S)-3-((4-amuno-7-((4-(2-(MeTHIIaMHHO )3TOKCH )Ha TaIEH- 1 -
wi)Metwi)umunasol2,1-f][1,2,4]tpuasuH-2-1ia)okcu)rekcan- 1 -oi.

Oran A: TpeT-0yTni(2-((4-popmunnadranen-1-mm)oxcu)aTr)(MeTHIT)Kapoamar.

K pactBopy 4-runpokcu-1-nadransaeruna (344 mr, 2 mmoins) B TT® (10 mur) modasmsum Tpet-OyTmin(2-
runpokcudTII)(Metrin)kapoamat (350 mr, 2 mmonb) u PPh; (655 wmr, 2,5 mmone), CMech 3aluIiaiyd a30ToOM H
oxnaxaamm 10 0 rpaxycos. PactBop DIAD (505 wmr, 2,5 mmois) B TT'® (5 mur) mobaBnsiim k cMecH. Peakimon-
HYIO CMECh TIepEeMEIINBAJIH IIPH KOMHATHOH TeMmepaType B TedeHrne HouH. J[00aBIsuii BOAHBIN pacTBOP XJIOPH-
Jla aMMOHHS M SKCTPAaTrHPOBAII CMECh dTWianeTatoM. KoMOMHUpOBaHHBIE OPTaHUYECKHAE IKCTPAKTHI BBICYIITH-
BaIM HaJ CylIb(paToM HATpHsA, (GUIBTPOBAIHM M BHIAPUBAIN. HEOUHIICHHBIH MPOAYKT OYMINATIN HPH MTOMOIIN
XpoMaTorpaduu Ha KOJOHKE C TIONydeHHeM THTYILHOTO mpoxykTa (400 mr, 60,7%). MS: m/e: 330 (M+1)".

Otan B: tpet-oyTrn(2-((4-((2-((R W S)-1-(0en3mnokcu)rexcan-3-mn)okcu)-4-(6uc(2,4-
JUMETOKCHOeH3mT)aMuHO )uMuazo| 2, 1-f][1,2,4rpuasun-7-ui)(rugpokcu)Me T Had TaaeH- 1 -
WJT)OKCH)3TIIT)(METHII)KapOamart.

K pactBopy (R mmm S)-2-((1-(6eH3mnokcu)rexcan-3-mi)okcH)-N,N-6uc(4-meTokcnbeH3mn)umuaaso[2,1-
f][1,2,4]rpuazun-4-amuHa (519 mr, 0,8 Mmmons) B TT'® (10 M) mobaBnsm no karure pacteop H-BulLi (1,6 M, 1,5
M1, 2,4 MMOJIB), TIOAJCPKUBAsE TEMIIEpaTypy B AnamnasoHe ot -75 mo -65°C. Cmycrs 1 4 n006aBisiiim mo Karuie
cycrieH3uio TpeT-0yTun(2-((4-bopmunHadraneH-1-mr)okcn)atun)(Metwn)kapoamara (400 mr, 1,2 MMoib) B
TI'® (2 mi). [Homyuennyro cMech nepemenuBaiu npu -70°C B TedeHne 2 9 U 3aTeM HarpeBaid 10 KOMHATHON
TEeMITepaTyphl B TeueHHue HOouM. Peakiuro racuin HackimeHHbIM pacTBopoM NH4CI, skctparupoBaim EtOAc (20
MIIX3), TPOMBIBAJIM COJIEBBIM PAacTBOPOM, BhICymMBaiIH Hal Na,SO,, ¢uibTpoBaM M KOHUEHTpUpoBaiu. Oca-
JIOK O‘iI/IH.laHI/I npu nomommu npen-TCX ¢ noxydenuem meneoro coemumaenus (220 mr, 22,6%). MS: m/e 971
M+1)".

Oran C: tper-O0ytun(R wmm S)-(2-((4-((4-(6uc(2,4-mumeTokcuben3mn)aMuHo )-2-(( 1 -ruapokcurekcan-3-
win)okcn)umuaasol2,1-f][1,2,4]rpuazun-7-un)Merun)HadraneH- 1 -1m)okcn)aTvin)(MeTr ) Kapoamar.

K  pactBopy  tper-OyTmn(2-((4-((2-((R  wmm  S)-1-(6eH3unokcu)rexcan-3-mi)okcu)-4-(ouc(2,4-
JUMeTOKCHOeH3mT)aMuHO )uMuaszo| 2, 1-f][1,2,4 | rpuasun-7-wi)(rugpokcu)Me T Had TaaeH- | -
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Wi)okcH)aTrin)(MeTmin)kapoamara (220 mr, 0,226 Mmmons) B MeOH (20 mi) nob6asmsimu Pd/C (300 mr). Cmech
3alIMINANIY BOJOPOJOM U NepeMeIInBali P KOMHATHOW TemIiepaType B TeueHne Houu. Cmech (GmibTpoBay,
1 QUIBTPaT KOHICHTPUPOBAIX B BaKyyMe. HeoUNIIeHHbIH MPOIYKT OYXIIAIM IIPH IIOMOIIH XpoMarorpadgun Ha
KOJIOHKE C MOJTy4eHHEeM THTYJILHOTO poaykTa (60 mr, 30%). MS: m/e: 865 (M+1)".

Oran D: (R wmmm  S)-3-((4-amuHo-7-((4-(2-(MeTHIAMUHO )ITOKCH )Ha TaneH- 1 -mn)MeTrmn)umuaaszo[ 2,1 -
f][1,2,4]Tpra3un-2-mi)oKcu)rekcan- 1-od.

K cmecn npoxykra stama C (60 1, 0,069 mmoins) B TOVY (18 M) nobasmsum H,O (2 Mi1) 1 osTydeHHYIO
cMmech niepememuBay pu 40°C B TedeHne HOuM. CMECh OXJTXKIATIN 0 KOMHATHOW TEMIIEPATyphl U KOHIICH-
TpupoBaiu a0 cyxoct. K ocanky mobasisuimm 2 H pacteop NaOH (20 M) u XM (60 mi1) 1 nepeMerinBanu
npu KT B TedeHne 30 mun. CMech pasaersuin. Opranndeckyto a3y BeicymmBany Hajg Na,SO4 1 KOHIEHTPHPO-
BaJM B BakyyMe. HeounineHHbIH NpoayKT ounianu npu nomouu npen-BOXKX ¢ noxydyenuem nenesoro coeau-
Hernwns (10 mr, 31,1%).

'H SIMP (400 MTI';, CD;0OD) & 8,41 (s, 1H), 8,06 (s, 1H), 7,53 (s, 2H), 7,33 (s, 1H), 7,12 (s, 1H), 6,91 (s,
1H), 5,22 (s, 1H), 4,58 (s, 2H), 4,33 (s, 2H), 3,68 (s, 2H), 3,23 (s, 2H), 2,61 (s, 3H), 1,93 (s, 2H), 1,74 (s, 2H),
1,41 (s, 2H), 0,91 (s, 3H) ppm. MS: m/e 465 (M+1)".

Coenunenne Cl: 2-06yrtokcu-8-(3-(muppommaus- 1 -mimmetnin)oen3mn)mupa3oiol 1,5-a][1,3,5]rpuasun-4-
aMUH.

Oran A: tpeT-OyTru(2-6ytokcumnupasono[ 1,5-a][1,3,5]rpuasun-4-wmn)kapbamar.

K mepememanHoMy pacTtBopy 2-OyTokcumnupasono[l,5-a][1,3,5]rpuazun-4-amunaa (50 mr, 0,24 MMoib) B
TI'® (15 m) gobasmsun qu-TpeT-OyTraukapoonata (130 mr, 0,6 mmons) u JIMAIIL (10 mr, 0,08 Mmmois). Peak-
IIMOHHYIO CMECh TepeMeIBaIN MPU KT B TedeHne Houu. CMech paspommim H,O (20 mi) 1 skcTparupoBain
EtOAc (10 max3). KoMOnMHHpOBaHHBIE OPTaHMYECKHUE CJIOW IMPOMBIBAIH COJIEBBIM PACTBOPOM, BHICYIITUBAJIH HAJl
Na,SO4 1 KOHIEHTpUpPOBAIK B BakyyMe. HeounmmeHHBIH TpOAyKT OYMINAIN IPU ITOMOIIH XpoMmatorpadun Ha
KOJIOHKE ¢ MosydeHueM npoaykta (100 mr, 100%) B Buze GenbIx TBepabIX BemtecT. MS: m/e 308 (M+1)".

Oran B: tper-0yTin(8-6pom-2-0yrokcunupasoino[ 1,5-a][1,3,5]rpuazun-4-un)kapbamar.

K mnepememannomy pactBopy nmoOaBisin — Tper-OyTmi(2-0yrokcumumpasonol1,5-a][1,3,5]rpuazun-4-
wn)kapbamar (100 mr, 0,3 mmomns) B MeCN (10 mur), NBS (115 mr, 0,6 Mmmous). Peaknimonnyio cMech nepeme-
NIMBaJH MPH KT B TeueHue 2 4. CMech KOHIICHTPUPOBAIN B BakyyMe. HeodHIeHHBIH MPOAYKT OYHINAIN TPU
TIOMOIIIK XpoMaTorpaduu Ha KOJOHKE ¢ moiaydeHnem npoxaykra (150 mr, 100%) B Buae 6emoro TBepAoro Bere-
ctBa. MS: m/e 386 (M+1)".

Oran C: Tper-Oytun (2-0yTokcu-8-(ruapokrcu(3-(TMppoauanH- | -uaMeTHI ) peHIIT ) METIIT)Tupa3odo| 1,5-
a][1,3,5]rpua 3uH-4-mn)kapbamar.

K repeMenanHOMY pacTBopy TpeT-0yTHi(8-6pom-2-06yTokcummpaszoio[ 1,5-a][1,3,5]rpuasun-4-
nn)kap6amata (150 mr, 0,3 mmois) B TT'® (10 mur), oxnaxkaeaHOMY 10 -78°C 1 B atMocdepe a3oTa, 100aBIsLIH
o karuie H-BuLi (1,6 M B rekcane, 0,75 mmounsb, 0,47 mi). [Tocne nepememuBanust B TedeHue 20 MUH MEUICHHO
J00aBIsIH pacTBOp 3-(mupponuauH-1-unmern)oensanpaeruaa (85 mr, 0,45 mmoins) B TT'® (2 mur). Peakimon-
HYIO CMECh MEJUICHHO HarpeBaly JI0 KT M IEepeMEIINBaIi B TeueHHe 2 4. PeakMoHHyI0 CMech BIMBaIM B Ha-
CBHINIEHHBIA PacTBOp XJopuaa aMMoHUs U dkcTtparupoBain EtOAc (15 mix3). KomOMHUPOBaHHYIO OpraHUYe-
CKyI0 (pa3y NMpOMBIBAJIM COJIEBBIM PacTBOPOM, BhICYIIMBaiM Hal Na,SO,, KOHIEHTpUpOBaIH B Bakyyme. He-
OYUIICHHBIN TPOIYKT OYHIIAIN MIPH MTOMOIIH XpOoMaTorpaduu Ha KOJOHKE C TIOJTYYCHHUEM THTYIBLHOTO MPOIYK-
ta (100 Mr, 67%). MS: m/e 498 (M+1)".

Oran D: 2-6yTokcu-8-(3-(muppomuani- 1 -unmetnn )oensun)mupasono[ 1,5-a][ 1,3,5]rpuaznn-4-amuH.

PactBop  Tper-OyTIi(2-0yTOoKCH-8-(THapOoKcH(3-(TTMppoIuanH- 1 -raMe T heHmn )MeTr ) mupa3oo[ 1,5-
a][1,3,5]rpuasun-4-mrn)kapo6amara (100 mr, 0,2 mmons) B TOV (3 mi) u Et;SiH (3 M) mepememmsanu npu 80°C
B TeueHHe 2 4. PeakIMoHHYI0 cMeCch KOHIICHTPHPOBAIH B Bakyyme i ynanenus TOY u Et;SiH. K ocanky mo-
Gasisn TOVY (5 M) u mepememmBany npu 85°C B TedeHne Houn. CMech OXJIAXKAAIU 0 KT U KOHIICHTPUPOBa-
U B BakyyMe. HeounieHHBIN TPOAYKT OUWIIany npu oMot npen-BOXKX ¢ nomydyenuem npomykra (10 mr,
13,1%).

'"H SIMP (400 MT'ni, IMCO-dg) & 8,45 (s, 1H), 8,16 (s, 1H), 7,80 (s, 1H), 7,35-7,02 (m, 4H), 4,27 (s, 2H),
3,95 (s, 2H), 3,67 (s, 2H), 2,38-2,32 (m, 4H), 1,68-1,62 (m, 4H), 1,40 (s, 2H), 1,19-1,15 (m, 2H), 0,90-0,85 (m,
3H) ppm. MS: m/e 381 (M+1)".

Coenunenne C2:  2-0yTtokcu-8-(4-(mupponnaun-1-nnmeTnin)oenswn)nupasonol 1,5-a][1,3,5]rpnasun-4-
aMUH.

Oran A: Ttper-OyTuin-(2-6yrokcu-8-(runpokcu(4-(nuppoianau- 1 -niMeTn)peHnn)MeTin)nupasoinol 1,5-
a][1,3,5]rpnasun-4-mn)kapoamar.

K epeMenanHOMY pacTBopy TpeT-0yTHi(8-6pom-2-6yTokcurmpaszosno[ 1,5-a][1,3,5]rpuasun-4-
min)kap6amata (100 mr, 0,26 Mmoinb) B TT'® (10 mun), oxnmaxaeraomy 1o -78°C u B atmocdepe a3zora, 100aBisuH
mo karute H-BuLi (1,6 M B rekcane, 0,75 mmons, 0,47 mi). [Tocne nepemernmmBanust B TedeHue 20 MUH MEIJICHHO
nobaBnsn pacTBop 4-(mupponuanH-1-unmeTn)oen3anbaeruaa (100 mr, 0,52 mmons) B TT'® (2 mi). Peakrm-
OHHYIO CMECh MEIJICHHO HAarpeBaiiil A0 KT W MEpeMeIInBaiId B Te4eHHE 2 4. PeakImoHHyI0 CMech BIMBAJH B
HACBIIEHHBIA PaCcTBOP XJIOpHIa aMMOHUS U dKcTparupoBanu EtOAc (15 mnx3). KomOuHupoBaHHYIO OpraHude-
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CKyI0 (pa3y mpOMBIBAIN COJIEBBIM PacTBOPOM, BhICYmHMBaIH Hax Na,SO,, KOHIEHTPUPOBAIM B BaKyyMe C IOJy-
YeHHEM HEOYHIIeHHOTOo npoaykTa (220 mr, 100%), KOTOphIi HEMOCPEICTBEHHO PUMEHSUTH Ha dtare. MS: m/e
497 (M+1)".

Oran B: 2-6ytokcu-8-(4-(mupponuana- 1 -unmeTin)oensmn)nupasono[ 1,5-a][ 1,3,5] tpua3un-4-amuH.

PactBop  Tper-OyTEri(2-0yTOKCH-8-(THapOoKCH(4-(TTMPPOTUANH- | -FIMeTIIT) heHrT )MeTrI ) upa3osio[ 1,5-
a][1,3,5]rpuasun-4-mn)kapo6amara (220 mr, 0,26 mmoins) B TOVY (3 mi) n Et;SiH (3 M) mepememmBanu npu
80°C B Teuenue 2 4. PeaknimoHHYI0 CMeCh KOHIICHTpHUpOBanu B BakyyMme it ynaneaus TOY u Et;SiH. K ocan-
Ky mobaBsuin TOY (5 mn) u nmepememmBany npu 85°C B Teuenne HouM. CMeCh OXJIaXAalu 0 KT U KOHIICH-
TpUpOBalM B BakyyMme. HeouuneHHsIl NpoayKT ounmany npu nomomu npen-BOXKX ¢ noxydyeHuem npoaykra
(10 mr, 10,1%).

'H SIMP (400 MI'n, IMCO-dg) & 8,47 (s, 1H), 8,17 (s, 1H), 7,87 (s, 1H), 7,19 (s, 4H), 4,26 (t, J=6,4 T,
2H), 3,82 (s, 2H), 3,50 (s, 2H), 2,39-2,31 (m, 4H), 1,72-1,61 (m, 6H), 1,40 (dq, J=14,3, 7,2 T'u, 2H), 0,98-0,87
(m, 3H) ppm. MS: m/e 381 (M+1)".

CoenuHeHnue C3: 5-0yrokcn-3-((5-xyop-6-(nunepasuH- 1 -ui1) IUpUIUH-3 -1 )MeTrI)upasono| 1,5-
c|nupuUMUINH-7 -aMHUH.

Oran A: MeTHII-7-aMUHO-5-THAPOKCUTIHPa30io[ 1,5-c[mupumunnH-3-kapOoKkcumar.

K pactBopy aumerni-3-okconentanaunoata (50 r, 0,29 monp) B atanone (500 mi), nodasnsu JIM®D-JIMA
(34,51, 0,29 Mob) B CMeCh TIEPEMEITUBAIM TIPH KT B TeUeHUE 2 4. 3aTeM J00aBISUIN THAPA3HHKAPOOKCUMHUIA-
mug raapoxsopun (35,4 T, 0,32 Mounb) 1 pactBop HarpeBanu rpu 80°C B Teuenue 3 4. [locie oxmaxganu 10 KT
OCaXIEHHOE TBEPJOC BEIIECTBO (ZYMIBTPOBANU M BHICYIIMBAIM C IOydCHHEM IPOIYKTa B BHUJIE JKEJITOTO TBEP-
noro BemecTsa (24 r, 40%).

'H SIMP (400 MT'ti, IMCO-de) & 10,99 (br,s, 1H), 8,24 (s, 1H), 7,82 (br,s, 2H), 6,27 (s, 1H), 3,76 (s, 3H)
ppm. MS: m/e 209 (M+1)".

Oran B: Mmetui-7-amuHo-5-0yTokcnnupasono| 1,5-c|nupuMuanH-3-kapOoKCHIIar.

1-nondyran-(6,6 r, 36 MMoOnb) HO0aBISIM K pacTBOPY METHII-7-aMHHO-5-THApOKCcHITMpa3oiol[1,5-
c|mupumunuH-3-kapbokcunara (5 r, 24 mmons) B IM® (100 mi). PacTBop mepeMermuBaniy Ipu KT B TCUCHHE
HouH. JloGaBisumi Bogy (50 MiT), M OCaXICHHOE TBEPIOE BEIIECTBO (PUIBTPOBAIM U BHICYIIMBAIH IO MTOTYICHHS
JKEJTAEMOT0 TPOAYKTa B BHIE XKEJITOT0 TBEpOro BemecTsa (6,1 T, 96%).

'H SIMP (400 MI';, IMCO-de) & 8,30 (s, 1H), 8,01 (br,s, 1H), 6,35 (s, 1H), 4,20 (t, J=8,0 I'n;, 2H), 3,77 (s,
3H), 1,71-1,66 (m, 2H), 1,45-1,38 (m, 2H), 0,89 (t, J=8,0 I'r;, 3H) ppm. MS: m/e 265 (M+1)".

Oran C: MeTHII-7-(0uc(TpeT-0yToKCHKapOOHMI )aMIHO )-5-0yTokcumnupazoo| 1,5-c|mupuMuua-3-
KapOOKCHIIaT.

(Boc),0 (7,7 T, 35,2 MMoub) m00aBISUTH TI0 Karule K PacTBOPY METHII-7-aMHHO-5-0yTokcumnupasono[1,5-
c|mupumuann-3-kapookcunara (3,1 r, 11,7 mmons) u JIMAII (714 wmr, 5,9 mmons) B TT'® (250 mu). Tocne no-
0aBIECHIS CyCIIEH3Us CTAaHOBIJIACH MTPO3padHoi. [Ipomomkany mepeMemnuBaTe Ipu KT B TeUSHHE 2 9, 3aT€M KOH-
HEeHTpHpOBaiH 1 ouynmaiy npu momonm CombiFlash (IT12:2A=25%) ¢ momryuenmnem npoxaykra (4,2 T, 78%).

'H SIMP (400 MI'n, IMCO-dg) & 8,37 (s, 1H), 7,27 (s, 1H), 7,23 (s, 1H), 4,30 (t, J=8,0 'y, 2H), 3,91 (s,
3H), 1,80-1,76 (m, 2H), 1,54-1,45 (m, 2H), 1,29 (s, 9H), 0,97 (t, J=8,0 I'n, 3H) ppm. MS: m/e 465 (M+1)".

Oran D: tpeT-0yTni(5-0yrokcu-3-(rugpokcumeriin)nupasonol 1,5-cluupumMunus-7-mi)kapoamar.

K pactBopy amomoruapuza murust (782 mr, 20,6 mmoss) B TT'® (60 mi) npu 0°C nobamsiin no Karie
MeTmI-7-(6uc(TpeT-0y TOKCHKapOOHMIT)aMHHO )-5-0yTokcunupa3zonol 1,5-cjimpumuaun-3-kapook cuar (4,2 T,
10,3 mmonp) B TI'® (20 mn). ITonydueHHyo cMech MepeMeEIIMBaliIi MOCTENIEHHO NPU KT B T€UeHHE 2 4. 3aTeM
cmech racumd 0,8 mut Boaesl, 3ateM 0,8 M pactBopa NaOH (15%) u 2,4 M Bonsl. TBep0e BelecTBO (BHIBTPO-
BaJi M 0caJiok cycrnieHaupoBanu 100 mi MmeraHomna B Tedenue 1 4. [Tocne ¢punbTpoBanus GUIBTPOBAIBHEIN Oca-
JIOK cHOBa cycrieHaupoBamu 100 mur meranona. [Tocne GpuapTpoBaHMS KOMOMHUPOBAHHBIN (DUIBTPAT BHITIApHUBA-
JIM ¢ TIOJTy9eHHeM xemaemoro nponykra (1,9 r, 50%).

'H SIMP (400 MI'u, CD;0D) & 7,76 (s, 1H), 6,14 (s, 1H), 4,64 (s, 1H), 4,04 (t, J=8,0 T'n, 2H), 1,79-1,75
(m, 2H), 1,54-1,44 (m, 12H), 0,97 (t, J=8,0 T', 3H) ppm. MS: m/e 337 (M+1)".

Oran E: peT-0yTtun(5-6yTokcu-3-popmunmupazono| 1,5-cjnupuMuaua-7-min)kapbamar.

K oxmaxaenHoMmy pactBopy TpeT-0yTui(5-0yTokcu-3-(TuapokcuMeTrin)nupasonof 1,5-cjmupumuaumn-7-
wn)kapbamara (1,2 r, 3,6 mmons) B TI'® (110 M) nmpu 0°C, nobGasusimu pearent Jlecca-Mapruna (3,1 1, 7,2
MMoIib). PactBop mepememmBanu npu 0°C B Teuerne 30 MUH M 3aTeM MOCTEIICHHO HATPEBAIH IO KT B TCUCHHE
30 muH. PacTtBOp racumm Bojo# npu 0°C 10 mpo3payHOro pacTBopa M AKCTparupoBaiy sTuiarneraroM (80 mu).
Opranuyeckuii 10l KOHIEHTpUpoBaIM 1 ouninanmu npu nomou CombiFlash (IT9:2A=25%) nns momydeHus
npoayKTa B Buje OecreTHOro Macna (270 mr, 23%).

'"H SIMP (400 MT'ri, IMCO-de) & 10,19 (s, 1H), 9,91 (s, 1H), 8,60 (s, 1H), 7,01 (s, 1H), 4,31 (t, J=8,0 T',
2H), 1,76-1,70 (m, 2H), 1,52-1,40 (m, 12H), 0,95 (t, J=8,0 I'r;, 3H) ppm. MS: m/e 335 (M+1)".

Oran F: tper-0yTun-4-(5-((5-6yrokcu-7-((TpeT-0yToKCcHKapOOHMI)aMUHO )upa3oiof 1,5-cjmupumMuaua-3-
1) (THIPOKCH )METHI ) -3 -XJIOPITUPH AMH-2 -1 ) TATIepa3rH- | -kapOOKCHIIaT.

K oxnaxkmeHHOMY pacTBOpY [HOOaBISIIM IO  Karuie  TpeT-OyTuir-4-(5-0pom-3-XIopmupuInH-2-
nn)nunepasus- 1 -kapookcumnar (289 mr, 0,8 mmons) B TT'® (15 M) mipu -78°C (mpomyBaemom N,), H-BuLi (1,6
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M, 1,2 wmm). ITocne nepememmBamu npu -78°C B Tedenume 30 MUH m00aBISLTH TpeT-OyTHI-(5-0yTOKCH-3-
dhopmummupaszono[ 1,5-cJnupumunun-7-mwi)kapdamat (270 mr, 0,8 mmons) B TT'® (5 mi). [Tonydennyro cmech
MepeMeIInBaId Py JaHHOH Temreparype B Tedenne 30 MUH M 3aTeM HarpeBajii A0 KT B TeueHue 2 4. PacTtBop
racwn pactBopoMm NH,CI (10 M) u skctparupoBanu stunarerarom (10 mur). Opranumdeckuii CI0H BhICYIITUBAIH
Na,SO,, unpTpoBamM M KOHICHTPUPOBAIH C MOIYICHHEM HEOUYHIICHHOTO MPOAYKTa, KOTOPHIA B JalbHEHIIEM
ounmanu npu nomout CombiFlash (IT2:3A=50%) u npen-TCX (I13:3A=1:1) ¢ moxy4eHneM YHCTOTO IIPO-
mykTa (80 MT, 16%). MS: m/e 632 (M+1)".

Oran G: 5-6ytokcu-3-((5-xmop-6-(mmmepasn- | -uin) MupuanH-3 -1 )Me T ) mupa3oio| 1,5-c jnupumMuauH-7-
aMHMH.

Cmecy  Tper-OyTmi-4-(5-((5-0yrokcu-7-((Tper-0yToKcHuKapOOHMIT)aMIHO )Tupa3ono| 1,5-cjmupumuana-3-
W) (THAPOKCH )METHIT)-3-XJIOPTIIMPUANH-2-WT ) IHIIepa3uH- 1 -kap6o kcmnara (20 mr, 0,03 MMoJb) B TpHITHIICHIIA-
He (0,5 M) u TpudropykcycHoit kuciote (0,5 mir) HarpeBanu npu 30°C B TedeHue 2 4. 3aTeM KOHICHTPUPOBA-
JIM TIPY TIOMOIIM MacJiTHOTo Hacoca npu 60°C ¢ noydeHreM HEOYHIIIEHHOTO MPOTyKTa, KOTOPEIH OYHIAI IpU
nomortny npern-TCX (AXM:MeOH=7:1) ¢ momyuenuem npoaykra (5 mr, 38%).

'H SIMP (400 MI'u, CD;0D) & 8,12 (t, J=8,0 T'u, 1H), 7,75 (d, J=4,0 T'u, 1H), 7,64 (s, 1H), 6,97 (d, J=4,0
I'm, 1H), 5,97 (d, J=8,0 I'n, 1H), 4,12-4,09 (m, 3H), 3,51-3,38 (m, 4H), 2,91-2,65 (m, 4H), 1,76-1,72 (m, 2H),
1,49-1,45 (m, 2H), 0,98 (t, J=8,0 T';, 3H) ppm. MS: m/e 416 (M+1)".

Coenunenne C4: 6-miporokcu-3-(4-(mupponuana- 1 -uaMeTrn)oeH3mn)umMuaaso| 1,2-b|mupugaznn-8-aMmuH.

Oran A: 6-xmop-N,N-6uc(4-meTokcuben3un)umunasol 1,2-b jnupuaazuH-8-aMuH.

K mepememannomy pactBopy 8-0pom-6-xmopumunazoll,2-b]jmupunazuna (2 r, 8,7 mmons) B IM® (20
M), 1o0aBsITH Ouc(4-metokcubensun)amud (2,7 T, 10,44 mmons) u DIEA (2,3 1, 17,4 MMoub). PeakimoHHyr0
cmecsk nepemennBain npu 90°C B teuenne Houn. Cmech paspoammm H,O (50 mir) u axctparuposanu EtOAc (20
Mix3). KoMOMHHpOBaHHYIO OPTaHUIECKYIO (ha3y MPOMBIBAIHA COJIEBHIM PAaCTBOPOM, BHICYIIHUBanu Hax Na,SO4 u
KOHIICHTPUPOBAJIH B BakyyMme. HeounmeHHbIH MPOLyKT OYMINAIM IPH MOMOIIM XpoMaTorpaguu Ha KOJOHKE C
noydeHreM npojykTa (2,8 mr, 80%) B Bujie TBepAOro Genoro Bemectsa. MS: m/e 308 (M+1)".

Oran B: N,N-6uc(4-meTokcuben3uin)-6-nponokcuumunasol 1,2-bnupnaazna-§-amun.

K mnepemeniannomy pactBopy 6-xsop-N,N-0uc(4-metokcnben3mn)umuaas3o| 1,2-bnupraa3un-8-ammuaa
(2,2 1, 5,4 mmoip) B 6yrriioBom crimpre (10 mur), mobasisin Oyranonsat Hatpust (50 i, 4 M B OyTHIIOBBIM
criupte). Peaknmonnyto cMech nepemenmBany mpu 95°C B Tedenne Houn. CMech KOHIIEHTPUPOBAIH B BaKyyMe.
Ocanok no6asmsun H,O (50 mi) u sxctparuposanu EtOAc (20 mix3). KoMOMHIpOBaHHYIO OpraHudecKyo a3y
MIPOMBIBAJIA COJIEBBIM PacTBOPOM, BBICYIHBaiIM Hax Na,SO, W KOHIIGHTPHPOBAIH B BakyyMme. HeounrmeHHBIH
MPOAYKT OYHUIAIN IIPH IIOMOIIH XpoMaTorpaduy Ha KOJOHKE ¢ MOJTy4eHneM nponykra (2 T, 85,8%) B Bume Oe-
JIOTO TBEpOTO BemecTra. MS: m/e 437 (M+1)".

Oran C: 8-(6uc(4-MeTOKCHOSH3MIT)aMUHO )-6-TIporToKcuuMua30[ 1,2-b|mupuna3un-3-kapOanbIer .

B 100 mn kpyrnogonnyio kon0y nobasmsum IM® (5 mur), POCI; (900 mr, 5,88 MMoOJIb) MOOABIISIN K
JAM® mpu 0°C. Peakruio nepememmBanu npu 0°C B Tedenne 30 muH. K manHomy pactBopy moGasmsuia N,N-
6nc(4-meTokcnOeH3m)-6-rpornokcunmMuaasol 1,2-bmupunasun-8-amun (300 mr, 0,69 mmoins). Peaknuio mepe-
MEIIMBAIIN TIPY KT B TedeHne Houn. Cmeck pazdasisuin H,O (50 mim) u axctparuposanu EtOAc (20 muix3). Kom-
OMHHPOBAaHHYIO OPraHWYEcKylo (pasy MPOMBIBAIN COJIEBBIM PacTBOPOM, BhICYIIMBaIM Hax Na,SO; ¥ KOHIEH-
TPUPOBAJIH B BakyyMe. HeounieHHbIH MPOIYKT OYHIIAIH ITPH MOMOIIN XpoMaTorpaduy Ha KOJIOHKE C MOJTyye-
HueM npoykTa (300 Mr, 94%) B BHjie TBEPIOTO BENIECTBA JKETOro 1BeTa. MS: m/e 475 (M+1)".

Oran D: (8-(6uc(4-MeTokcnOeH3MIT)aMIHO)-6-TiportokcuuMuaaso| 1,2-bnupunazun-3-nn)(4-(nuppoiauau
H- 1 -mimMeTnn)peHnIT) MEeTaHoII.

K nmepememannomy pactBopy 1-(4-6pombenswn)mupponuanna (140 mr, 0,55 mmoins) B TTD (10 M), ox-
naxneHHomy 1o -78°C u B atMocdepe azoTa, m06asisiin o karute H-BuLi (1,6 M B rekcane, 0,93 mmons, 0,58
mi). Ilocme mepememmBanms B Tedenne S0 MHH, MemneHHO 00aBisuii  pactBop  8-(Omc(4-
METOKCHUOCH3IIT)aMIHO )-6-TiportokcuumMuaasol 1,2-bmupunaszun-3-kapoamsaeruna (150 mr, 0,37 mmoins) B TT'®D
(2 mu). PeakimmoHHYIO0 CMECh MEUICHHO HArpeBaJd JI0 KT W MIepeMEeIInBalIi B TeUeHHe 2 4. PeakmoHHyI0 cCMeCh
BJIMBAJIM B HACBIIIEHHBIH pacTBOpP XJopuaa aMMoHus 1 skcTparupoBaii EtOAc (15 mix3). KomOunnpoBaHHyO
OpPTraHMYECKYIO (pa3y MPOMBIBAIN COJIEBEIM PAaCTBOPOM, BBICYIIMBaIH Hax Na,SO,4, KOHIICHTPUPOBAJIH B BaKyyMe
¢ momyueHneM npoxykra (60 mr, 25,6%). MS: M/e: 636 (M+1)".

Oran E: 6-06yrokcu-3-(4-(muppommans- 1 -unmetn)oensun)umuaasol 1,2-bmupuna3zun-8-aMuH.

PactBop  (8-(Omc(4-MeToKCHOEH3MIT)aMIHO )-6-TiportokcuuMuaaso| 1,2-bnupunazun-3-nn)(4-(nuppoiauam
H-1-unmermn)permn)meranona (60 mr, 0,09 mmoins) B TOVY (3 M) u Et3SiH (3 M) mepemermmBanu mpu §0°C B
TeueHne 2 4. PeakIMOHHYI0 cMech KOHIIGHTPHPOBaU B Bakyyme Juist ynanenuss TOY u Et;SiH. Ocanox no6as-
s TOY (5 M) n nepememmBanu pu 85°C B Tedenne Houu. CMech OXJaXJalH O KT M KOHIEHTPHPOBAIU B
BakyyMme. HeounmeHHbII mpoayKT ounmanm npu nomommu npen-BOXXX ¢ morydenuem mpoaykra (5 mr, 14,2%).

'H SIMP (400 MI'u, IMCO-de) & 9,83 (s, 1H), 8,04 (s, 1H), 7,74 (s, 1H), 7,39 (d, J=7,5 I'n, 2H), 7,30 (d,
J=7,7 T'u, 2H), 7,04 (s, 2H), 4,29 (d, J=5,4 I'n, 2H), 4,20 (t, J=6,1 I'u, 2H), 3,95 (s, 2H), 3,30 (s, 2H), 3,06 (s,
2H), 2,01 (E, 2H), 1,91-1,77 (m, 2H), 1,69-1,56 (m, 2H), 1,35-1,19 (m, 2H), 0,85 (t, J=7,3 I', 3H) ppm. MS: m/e
380 (M+1)".
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Coenunenne C5: 6-0yrokcn-3-((5-meTmin-6-(nunepasus-1 -wn)nupuans-3-mwn)Merin)umunasol 1,2-bnupua
a3MH-8-aMUH.

Oran A: Tper-OyTuin-4-(5-((8-(6uc(4-MeTokcuOEeH3MIT)aMUHO)-6-0yTokcuumMuaaso[ 1,2-b|nuprunazn  H-3-
1) (THIPOKCH )METHI) -3 -ME TP U IHH-2 -1 ) TATIepa3nuH- | -kapOoKCHIaT.

K mepemenranHomMy pactBopy TpeT-0yThi-4-(5-0poM-3-MeTHIMMpUIUH-2-IT)TUTepa3uH- 1 -kapOoKcuIaTa
(180 wmr, 0,44 mmons) B TT'D (10 M), oxnaxaenHomy 1o -78°C u B atMocdepe a3oTa, J00aBIISIIH 10 Karuie H-
BuLi (1,6 M B rekcane, 0,99 mmons, 0,618 mu). [Toce nepememmBanus B TedeHue S0 MUH MEJICHHO JT00ABIIS-
mu pactBop 8-(0mc(4-MeTOKCHOEH3HIT)aMIHO )-6-TiponiokcurMuasol 1,2-b jnupunasun-3-kapbansaeruaa (201
mr, 0,66 Mmoitb) B TT'® (2 mun). PeaknmoHHyI0 cMech MEJIEHHO HarpeBasii 10 KT ¥ IEpPEMELINBAIN B TeUECHHE 2
4. PeakMOHHYIO CMeCh BIMBAJIM B HACBHIIIEHHBIH PacTBOp XJIOpHJIa aMMOHHMS M dkcTparupoBamu EtOAc (15
Mix3). KoMOMHUPOBaHHYIO OpraHWYECKYIO a3y MPOMBIBAIIN COJIEBBIM PaCTBOPOM, BBICYIMHBaNK Hag Na,SOy,
KOHIIEHTPUPOBAIHN B BAKyyMe ¢ MoydeHneM mpoaykra (120 mr, 24,2%). MS: m/e: 752 (M+1)".

Oran B: 6-0yrokcu-3-((5-meTmn-6-(nunepasus- 1 -min) mupuaus-3 -uin)MeTin)uMuaaso| 1,2-bnupunasun-8-
aMHMH.

PactBOp TpeT-0yTHiI-4-(5-((8-(6nc(4-MeTokcnbeH3mIT)aMuHO)-6-0yTokcnumuaaso| 1,2-b nupunasus-3-
1) (THIPOKCH )METHI) -3 -METHIIITHPUINH-2 -1 )AriepasuH- | -kapookcunata (120 mr, 0,16 mmons) B TOVY (3 mu)
n Et;SiH (3 mu) nepememmBany npu 80°C B TedeHue 2 4. PeakmmoHHYI0 CMECh KOHIICHTPUPOBAIHN B BaKyyMe
st ynaneans TOY u Et;SiH. Ocanok mo6asmsimu TOY (5 mur) u nepememuBaimu npu 85°C B TeueHHE HOYH.
CwMmech oxXJakAaiad A0 KT U KOHIGHTPUPOBAIM B BakyyMe. HeodWIneHHbIH MPOIYKT OYMINAIHA IPH MTOMOIIH
npen-BOXX ¢ nomxyaennem mpoaykra (10 mr, 15,8%).

'H SIMP (400 MI'ty, IMCO-dy) & 8,68 (br,s, 2H), 8,14-8,10 (m, 1H), 8,05 (s, 1H), 7,89-7,83 (m, 1H), 7,39
(s, 1H), 7,16-7,11 (m, 2H), 4,24 (br,s, 2H), 3,84 (s, 2H), 3,26-3,14 (m, 8H), 2,18 (s, 3H), 1,72-1,59 (m, 2H),
1,33- 1,27 (m, 2H), 0,86 (t, J=7,6, 3H) ppm. MS: m/e 396 (M+1)".

Coenunenne C6:  2-0yTtokcu-7-((5-meTmn-6-(mnepasus- 1 -wn) mupunus-3-mn)metnin)-SH-nuppoo[ 3,2-
d]mupumunna-4-aMuH.

Oran A: 2,4-nuxinop-5-((2-(TpumMeTriicumin)3Tokcu )Me T )-SH-tuppoio[ 3,2-d [mupuMuan.

K pactBopy 2,4-nmuxnop-SH-mmuppoio[3,2-d|mupumuauna (3,76 T, 20 mmois) B JIM® (40 M), mobaBisuim
DIPEA (4,2 M, 24 mMoiib) u (2-(Xi1opMeToKcn )3T ) TpuMeTmiiciiaan (4,3 mi, 24 Mmois). CMech epeMennBa-
JIY TIPF KOMHATHOHM TeMIepaType B TeUeHUE HOUW. Peakinio KOHIIEHTPUPOBaJH, pa30aBisiin Bo1o# (5 M), oKC-
tparupoBaiu EtOAc (30 mix5). KomOnHMpOBaHHBIE OPraHNYECKHUE CIIOH ITPOMBIBAIH COJIEBBIM PACTBOPOM, BBI-
cymuBanu Haj Na,SO,4, KOHIIEHTPUPOBAIN M OCAIOK OYHUIIAIN TPH TIOMOIIH (Iiet-XpoMaTorpaduu ¢ moryde-
HHEM IeNIeBOTo coeuuens (3 T, 47%) B Bue 6enoro Teepaoro Bemectsa. MS: m/e 318 (M+1)".

Oran B: 2-xmop-5-((2-(TpuMeTuncunmn)aTokcu )MeTiin)-SH-mupposo[ 3,2-d jrupumu anH-4-aMuH.

Bomubiii ammonwuit (20 mur) o6aBisii K pacTBopy 2,4-muxiop-5-((2-(TpUMETHICHITHIT)3TOKCH )MeTH ) -SH-
nuppoiio[ 3,2-dJmupumununa (5 T, 15,8 MMmons) B ipomnan-2-oie (20 MiT), peakIMOHHYIO0 CMECh TIEPEMENTUBAIH B
aBToKnaBe npu 95°C B TeueHue 7 yacoB, skcTparupoBamu EtOAc (25 mix4). KoMOHHMpOBaHHBIE OpraHUYecKue
CJIOW TIPOMBIBAIIM COJIEBBIM PACTBOPOM, BBICYIIMBAIHN Hal Na,SO,, KOHIEHTPUPOBAIH U OCAJOK OYMINAIU MPH
nomomy ¢uen-xpomarorpaguu ¢ moiydeHueM IeneBoro coexunenus (3,2 r, 68%) B Buae Oenoro TBEpAOTO
BemecTBa. MS: m/e 299 (M+1)".

Oran C: 2-0yTokcu-5-((2-(TpumMeTriicunn)atokcn )MeTin)-SH-uppono[ 3,2-d Jnupumuua-4-aMuH.

Cmech 2-xmop-5-((2-(Tpumetmicrnmi )3Tokcu ) Metrn)-SH-uppono[ 3,2-d[mupumuaua-4-amuaa (3 1, 10
mmonb) 1 H-BuONa/n-BuOH (20%, 9,6 M) nepememmmBanu npu 80°C B Teuenue 5 4. Pacteop racumu H,O (10
Mi). Bomnblii pactBop skctparupoBanu DA (20 mix4). CoOpaHHBIE OpraHUYECKHE CJIOW MPOMBIBAIH COJIEBBIM
pactBopoM, BeIcymuBainy Hag Na,SO,, GuinbTpoBanu u KOHIEHTpHpoBaIK. [lorydeHHBIH 0ca oK OYHINAIN TIPU
TIOMOIIY XpoMmaTtorpaduy Ha KOJOHKE ¢ MoTydeHrneM npoaykra (3,3 T, 95%). MS: m/e 337 (M+1)".

Oran D: 2-6ytokcu-SH-mupporo[3,2-d[mupumuanH-4-aMuH.

Cmech 2-0yTokcu-5-((2-(TpuMeTmiIcummI)3Tokcu ) MeTin)-5 H-muppoio[ 3,2-d jrupumuana-4-amuna (3,3 T,
10 mmoup) 1 CF;COOH mepememmBany npyu KOMHATHOW TEMIIEpaType B TeUeHHE HOYM. Peakiurio racuiv Ha-
coimeHHbIM pacTBopoM NaHCO;. Bonuslii pactBop skctparupoBaiu DA (20 mix3). CoOpaHHBIH OpraHNYecKUH
CJIOW TIPOMBIBAIN COJIEBBIM PAacCTBOPOM, BhICYIMBanu Ham Na,SO,, GUIbTpoBanu U KoHIEeHTpupoBanu. [lomy-
quHHfI 0CaJIOK OYHIIAJIH MIPH ITOMOIIX XpoMaTorpaduu Ha KoJoHKe ¢ moiaydenueM (1,53 r, 74%). MS: m/e 207
M+1)".

Oran E: tper-Oytmin-4-(5-((4-amnHo-2-0yTokcu-SH-nupposo[3,2-d | mupuMuanH-7-ui)(THAPOKCH )METHI ) -
3-METWIHMPHINH-2 -1 TUIIepa3nuH- 1 -kapOoKCcHIar.

Cwmech 2-6yTokcu-SH-muppono[3,2-dmupumuana-4-amuna (206 mr, 1 MMoib), TpeT-0yTHin-4-(5-popmun-
3-MeTWINPUINH-2-1i1)unepas3ut-1-kapookcunara (458 mr, 1,5 mmoms) u K,CO; (166 mr, 1,5 mMmons) B
CH;0H (1 M) m H,O (1 M) nepeMermmBany pu KOMHATHOW TeMIlepaType B T€UEHHE OBYX THeH. Peakiuro
racwn HachleHHBIM pactBopoM NaHCO;. Bonuslii pactBop skctparupoBanmu DA (25 mix4). CoOpaHHBIE Op-
TaHUYECKHE CJION ITPOMBIBAJIM COJIEBBIM PacTBOPOM, BBICYIIMBaIM Halx Na,SO,, GUIBTPOBAIN U KOHIEHTPHPO-
Bany. [loydeHHBIH 0CcaJOK OYHIIAIN TIPH TIOMOIIK XpoMaTorpaduu Ha KOJOHKE C MoJIydeHneM mnpoaykra (203
Mr, 40%) MS: m/e 512 (M+1)".
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Otan F: 2-0yTokcu-7-((5-Metun-6-(nunepasus- 1 -wm)nupuand-3-wi)mern)-SH-muppoito[ 3,2-
d]mupumunnmn-4-amMuH.

K nepememannomy pactBopy npoaykra stana A (206 mr, 0,5 mmons) B JIXM (5 mu) nipu -15°C, mobaBis-
mu E;SiH (0,5 mi) u TOVY (0,5 mun). Peakumonnyto cmech nepeMernuBaiu mpu 0°C B Teduenne Houn. PacTBop
racwn HackinieHHsIM NaHCO; (5 mur). Boanslit pactBop skctparupoBanu DA (10 mux4). CoOpaHHBIE OpraHH-
YECKHE CJIOM MTPOMBIBAIH COJIEBBIM PAacTBOPOM, BhICyImHBaiM Haa Na,SO,, GUIbTpOBaNM M KOHIICHTPHPOBAIIH.
TTony4eHHBIN OCaZOK OYMINAIMA TPH MOMOIIM XpoMaTorpadui Ha KOJIOHKE C TOIydeHHeM MpoaykTa (82 wr,
41%).

'H SIMP (400 MI', CDCLy) & 10,45 (s, 1H), 8,04 (d, J=4 I'n, 1H), 7,46 (s, 1H), 7,16 (d, J=4 I'y, 1H), 6,65
(s, 2H), 4,19 (t, J=4 I'u, 2H), 3,77 (s, 2H), 2,91-2,75 (m, 8H), 1,68-1,61 (m, 2H), 1,42-1,35 (m, 2H), 0,93 (t,
J=8,0 T';, 3H) ppm. MS: m/e 396 (M+1)".

HEK?293-Blue ananu3 mo reny penoprepy hTLR7.

Knerounyro nmuunio HEK-Blue-hTLR7 (Invivogen, Cat. No. hkb-htlr7) mMonepHnsupoBammu Tak, 4TOOBI
IKCIPECCHI0 CEKPETHPYEMO 3MOpHOHANBHOH 1mienouHoi ocdarasel (SEAP) MoxkHO OBLTO MHIYHPOBATH aK-
trBHpoBaHHBIMU NF-k 1 AP-1 gepe3 ctumyssiiuio TLR7 genmoBeka nmpu momonty aroanctoB TLR7.

Knerkn HEK-Blue-hTLR7 3aceanu mpu mmotsocTH 4x10% kietox/myHky B o6beme 180 MKkI B 96-
nynounsle mianmersi DMEM (Cat. No. 11965-092), no6aensumn 10% (06./00.) youTyro HarpeBaHueM 3MOpHO-
HaIbHYI0 Obrubi0 CBIBOPOTKY (FBS) (Gibco, 10099-1441), 100 en/mn nerunmutiud u 100 MKT/MIT CTPENTOMHIIH-
Ha (Gibco, 15140122), cogepskantyro 50 ex/mn nenumumraa U 50 Mr/mi crpentomunuHa u 10% (006./00.) you-
TYI0 HarpeBaHUEM SMOPHOHANBHYIO OBIYBIO CHIBOPOTKY. KieTku ocTaBisuii Ha 5 4, 3aTeM 0OpaldaThIBAIH IO-
BBINIAIOIIAMCST KOJTMYECTBOM TeCTUPYeMbIX coenunenunit mpu 37°C B Teuenne 24 4. 3atem 20 MKIT CyliepHaTaHTa
13 KKIO0W JTyHKH WHKyOonpoBaiu ¢ 180 Mk pactBopa cyoctparta Quanti-blue mpu 37°C B Teuenue 10-30 mun
no ompexaeneHus: aktuBHOCTH SEAP npm 620-655 HM mpu momomu criekrpodoromeTpa. 3HaueHne ECS50 s
KKIO0TO COCTUHEHUS BBIYMCIISIN MPH ITOMOIIU mporpammHoro obecnieuenns GraphPad Prism ¢ mpuMeHneHnem
CUTMOUJAILHON QYHKIMH "103a-0TBETHAS peakius'.

Ompenenenne crumysinud TLR7 mpu momomu HEK-Blue.

JlaHHOE WccnenoBaHne pa3padoTaHo i u3ydeHust crumyisinun o6enka TLR7 B knerounoit muan HEK-
Blue hTLR7 npu momomu aktuBaruu NF-kB. Kinerku HEK-Blue hTLR7 mony4anu mpu oMoty KoTpaHchek-
i rena hTLR7 m pemoprepHOro reHa ¢ ONTHMHU3UPOBAHHOM CEKPETUPYEMOH 3MOPHOHAIBLHOM INENOYHOM
tdocdarazoit (SEAP) B kmerkax HEK293. Penoptepnsiit ren SEAP momemntanyu mox kouTpons IFN-B muanmans-
HOTO TIpoMOTepa, CUTOTO ¢ mAThi0 NF-kB u AP-1-cBs3piBatomumu caiitoB. Ctumyisiius nmuranga TLR7 aktu-
BupyeT NF-kB u AP-1, kotopeie nHIynmupyroT dkcnpeccuio SEAP. Yposau SEAP mMoryt ObITh JIeTKO ompene-
JICHBI TIpH ToMoITu cpesl ooHapyxeruss HEK-Blue, cpena ams KymsTHBHPOBaHUS KIETOK, TO3BOJISIONICH OMpe-
nensite SEAP B peansHoM Bpemenu. Cpena oonapyxenust HEK-Blue conepxut Bce BemecTBa, HEOOXOAUMBIE
JUTSL KJIETOYHOTO POCTa M IBETHOM cyocTpar creruduunbiii k SEAP. SEAP rumponusyer cyocTpar, 4To MpUBO-
JIIT K TyPIYPHOMY/CUHEMY OKPALTHBAHUIO, KOTOPOE MOXKET OBITh H3MEPECHO MPH MOMOIIHU CIIEKTPO(OTOMETpA.

B cmyuyae pocra no 50-80% xondmoenTHOocTH KieTku HEK-Blue hTLR7 momemanu B 96-IyHOYHBIH
miaameT (costar 3599) npu mnotHocTH 40000 KIETOK/IyHKY. 3aTeM COSTUHEHHS TO00ABIISIIN B CEPUIHBIX pa3Be-
nenusx B 10 Toukax B nuamnazoHe koHmeHtpamus ot 0,04 HM mo koHeuHod konmeHTpamuu 10 MxM B 0,1%
JIMCO/HEK-Blue Detection. IImanmeTs! 3atem nHKyOnpoBanu B Tedenue 16 1 mpu 37°C B 5% CO, u BOpTek-
cupoBanu B TeueHue 30 ¢ 1o m3mepenus. ONTHIECKYIO MIIOTHOCTh CUMTHIBAIH Tipu 620-655 HM Ha o6opynoBa-
aun BMG PHERAstar FSX. EC50 mst ka)XI0To COSTUHEHMS ONPEIESISUTA TP TIOMOIIA BBIYHCIICHHS TPOIICH-
TOB MaKCHMaJIbHON aKTHBANNH, HACHTU(DUIIMPOBAHHON IPHU IIOMOIIH PE3UKBIMO/A.
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Tabiumna 1
Coenunenus cepunt A ("D" otHocurest k EC50 >10 mxmonb; A1-A76 tectupoBanu npu nomorm QUANTI-

BLUE, A77-A124 tectiupoBaiu pH MmoMoInu cpeasl oorapyxenuss HEK-Blue)
Howmep coenuuennst | EC50 (amonp) | Homep coenunenus | EC50 (amorb)
Al 900 A2 920
A3 D A4 1846
AS 1271 A6 1507
A7 D A8 3029
A9 D A10 1174
All D Al2 D
Al3 D Al4 D
AlS D Al6 D
Al7 D Al8 D
Al9 D A20 1749
A21 2866 A22 5708
A23 D A24 D
A25 D A26 D
A27 D A28 1789
A29 2601 A30 3519
A31 D A32 861
A33 1059 A34 3369
A35 2068 A36 880
A37 D A38 1858
A39 543 A40 602
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A41 1591 A42 1380
A43 822 A44 1012
A45 3845 A46 D
A47 D A48 D
A49 4319 AS50 D
AS51 D A52 D
AS53 1432 A54 D
A55 D AS56 D
A57 375 AS8 246
AS9 D A60 246
A61 183 A62 D
A63 996 A64 3998
A65 D A66 387
A67 585 A68 D
A69 1238 A70 D
ATl 1174 AT72 462
AT73 D A74 D
A75 D A76 D
AT7 19,2 A78 23
AT9 10 A80 446
A81 310 A82 S
A83 42,6 A84 6,9
A85 4.5 A86 57,7
A87 10,5 ASS D
A89 10 A90 8,9
A91 2,1 A92 122
A93 1,7 A9%4 13,8
A95 8,0 A96 43
A97 1,0 A98 11
A99 14,4 A100 15
A101 0,78 Al02 37
A103 2,4 A104 10
A105 61 A106 1,6
A107 1,3 A108 0,8
A109 34 A110 4,0
Alll 1,9 Al12 0,93
Al113 24 All14 1
All5 0,72 All6 37,8
Al117 13 Al118 11
A119 146 A120 3,9
Al21 0,63 Al122 6,0
A123 0,7 Al124 1,2
Tabnuma 2

Coenunenne cepun C ("D" otHocutcs k ECsy 6ombmie 10 MKkMOJIB;
C1-C6 tectupoanu npu oMot QUANTI-BLUE)

Howmep coennnenns ECS50 (amodb) Howmep coennnennst EC50 (amorb)
C1 D C2 D

C3 D C4 D

Cs D Co6 1075
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Omnpenenenne crumyssinun TLRE npu nomomm odnapyxenust HEK-Blue.

JlaHHOE uccnenoBanne pa3paboTaHo It HccliefoBanust ctuMysinun Oenka TLR8 uenoBeka B KiIeTOUHOMH
muann HEK-Blue hTLR8 npu momontn mornTopunra aktuBaimu NF-kB. Knerkn HEK-Blue hTLR8 nomyuanu
npu nomoinu korpaHcdopmanuu rera hTLR8 u penopTepHOro rea onTHMHU3UPOBAHHOHN CEKPETHPYEMOl M-
OpuoHabHOM menouHor ¢ocdatassl (SEAP) B xnetkax HEK293. Penoptepnsiii ren SEAP momermany mon
KOHTPOJIb MHHUMaJIbHOTO TpoMoTepa IFN-B, ciauroro ¢ msateio NF-kB u AP-1-cBs3siBatomumu caiitamu. Ctu-
myssusa gurasaa TLR 8 axtuBupyetr NF-xB u AP-1, xotopele mHaynupytoT sxcnpeccuto SEAP. YposHu
SEAP moryT ObITh OTIpenesieHbl pu oMoty cpenbl ooHapykenns HEK-Blue, kineTodno# KynbTypanbHOM cpe-
IIbI, TIO3BOJIsIIOMIEH omnpenensth SEAP B peanbHom Bpemenu. Cpena obHapyxenuss HEK-Blue comepxut Bce
BeIEeCTBa, HEOOXOIUMBIE JUI POCTa KJIETOK U IBETHOH cyOcTpaT, criennbudaasiii kK SEAP. SEAP ruaponmsyer
cyOcTpaT, YTO MPUBOAUT K IIyPIyPHOMY/CHHEMY OKpAIIMBAHUIO, KOTOPOE MOKHO M3MEPHUTH TPH ITOMOIIH CIIEK-
TpodoTomeTpa.

B ciygae pocta mo 50-80% xondumroentHOCTH KiieTkn HEK-Blue hTLR7/8 nomemanu B 96-I1yHOUHBIH
wranniet (costar 3599) npu orHoctn 40000 kieTok/myHKe. 3aTeM 100aBIsUTH COSIMHEHNS B CEPUHHBIX pa3Be-
nenust B 10 Toukax B Juana3zoHe KoHuUeHTpauus or | HM g0 xoHeuHoil xonuentpamuu 10 MM B 0,1%
JAMCO/cpena oonapyxennst HEK-Blue. 3atem mnanmersr nakyoupoBanmm B Tedenue 16 4 npu 37°C B 5% CO,.
Onrtuyeckylo IoTHOCTh npu 620-655 uMm cuuteiBanm Ha npudope BMG PHERAstar FSX. EC50 anst kaxxaoro
COCIMHEHUsSI ONPE/ICISIIN 32 CYET BBIYMCIICHHS MPOICHTOB MAaKCHMAJIBHOM akTHBAlMHW, MICHTU(PHUIMPOBAHHOM
IPY TOMOIIY PE3UKBUMOAA U MOTOIUMOA.

Tabnuma 3

Coenunenns s knetok HEK-Blue hTLRS ("I;)" otHocutcsi K EC50 6ompmre 10 MKMOIIB)
Howmep coeaunenust | EC50 (amonn) | Homep coenunenwmst | EC50 (amorb)
A8 187 Al0 572
A43 255 A58 183
AT7 293 A78 1135
A7T9 69 A80 D
A81 6246 A82 22
A83 458 A84 192
A85 41 A86 541
A87 434 A88 D
A89 199 A90 112
A91 15 A92 872
A93 13,5 A9%4 146
A95 19 A96 29
A97 10 A98 163
A99 129 A100 195
Al01 8,6 Al102 134
A103 47 Al104 24
A105 622 A106 12
A107 16 A108 21
A109 47 All0 65
Alll 47 All2 9
All3 98 All4 6,8
AllS 7 All6 51
All7 532 All8 21
All19 2972 Al120 59
Al21 19 Al22 113
Al123 15 Al24 105

XoTs Hacrosee W300pPETCHUE OMHCAHO COBMECTHO C KOHKPETHBIMH BOIUIOIICHUSMH, TPUBCICHHBIMHU
BBIIIIC, MHOTHE aTbTCPHATUBBI, MOAU(DUKALIMN U APYTUC BapUaldU OyIyT OYCBUIHBI CICIHATINCTAM B 00JacTu
TEXHUKU. Bce Takue anbTepHATHBBI, MOTU(DHUKAIIMA W BapUAIIMU HAXOASTCA B MpeiesiaX CYIIHOCTH U 00beMa
HACTOSIIETO N300pETCHMSL.
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OOPMVIIA U30BPETEHUA

1. Coennnenue dpopmysl (1)

WK ero (papMareBTUIECKU MpueMiieMast Coiib, TIe

X mpexacrasisiet coboit N;

L MPECTABISACT COOOM -(CR“Rb)m', -O- wn -S-,

IJIe M MpeAcTaBiseT codoi gucio ot 1 1o 8§;

R*uR’s KaXXJIOM CiTydae He3aBUCUMO IPEICTABIISAIOT CO00M BoAopo I i -C|_galIKHIT;

R' npencrasmster co6oii -OR'?, -SR' wm -NR'R'®;

R'" i R'® HesaBrcHMO mpeacTaBisoT coGoil Bomopox, -C).gallKii, alKeHHI MM aNKHHHIL, IPHYEM Kax-
IIBIA U3 YKa3aHHBIX aKWIA, aTKEHWIA WM ATKHHWIA HEo0s3aTeTbHO 3aMeIleH OJHUM, WU IBYMS, WA TPEeMs
3aMECTHTEISIMH, BEIOPAHHBIMH U3 TanoreHa, -C,_salKiia, HeoOs3aTeIbHO 3aMelleHHoro R'S, qukmoankmia, He-
06s13aTebHO 3aMeneHHoro RS, reTepormkinia, HeoGs3aTenbHO 3aMemenHoro RS, apua, HeoGsM3aTenbHO 3a-
MenieHHoro R, reTepoapuia, HeoOs3aTeIbHO 3aMEIICHHOTO R, wm -OR';

rme R'® MPENCTaBIsCT COOOM ranmoreH, ruapokcu, amuHO (-NH,), amkuimamMuHO, NHANKWIAMHHO WA
-C|_6aJIKHII, He00M3aTeIbHO 3aMEICHHBIN TaJIOTCHOM;

rae R npeacTaBisier co0oi -Ci_galIKKI, IIUKIOANKII, TETCPOIMKIIIII, apUII WITH TeTePOAPHII, KaXIbli U3
KOTOPBIX HE0Os13aTenbHO 3amenicH -C 4 TKIIIOM WK TaJTOTeHOM;

R'Y B kaXIOM Cllydae HE3aBHCHMO MPEACTAaBIET co00H BOIOPOL, OKco, aMuHO (-NH,), alKHIaMHHO, IH-
AJKWIAMHHO, TaJloTeH, Tanoaikud, -C_galKuJI, TaI0ATKOKCH, aJJKOKCH, AJIKCHIUT, AIKUHIII, IAKIOAITKIJI, ITUKIIO-
AJKEHWI, ITUKII0ATTKAHIII, TETEPOIIMKIIHAI, ApHIT WITH TE€TSPOAPHIT;

R’ u R® B kaxmom ciIydae He3aBHUCUMO TIPENICTABIISIIOT CO00H BOAOPO I Mith -C | _galTKHIT;

R* npencrasisier co6oii Boxopo, ranores, -C;_galIKil, aTKCHHT HIH ATKHHALL

KOJIBIIO A TIpEICTAaBIISICT COOOI april HITH FeTePOapw,

R’ mpencraBiser coGoil ramoreH, THAPOKCH, -Ci salKWiI, TaloATKII, alTKOKCH, TaloaTKOKCH, -OKCO- HITH
—C(:O)ORsa, rme R npeCcTaBIsIeT co00H BOAOPO/, -C | ga KT MITH TaJIOATKIIT,

p mpenactasisieT codoit yucno 0, 1, 2 wm 3;

L? MPECTaBISACT COOOM MPSIMYIO CBSI3b, —(CRng)r, -O-, -S-, -S(0)-, -SO,- nwin -NR%, rze R¢ MpeCTaBIsIeT
coboti -C_gakmi, rae t mpeacTaBiseT codoit yucio ot 1 1o §;

R u R® B kaxmom clydae HE3aBHUCHMO MPEICTABISIOT co00¥ Bomopon, -C, galdKui, aqKeHWI, aJIKIHHHII,
UKITIOATTKHI, [IUKIIOATKSHIJI, IIMKJIOATKUHILIT, TETEPOITUKITIII, apyJl HIIA T€TEPOaAPHIT;

R® MPEICTaBIsIET COO0M -NRéaR&’, -Cgankmi, -C,_gamkeHn, -C, gaIKMHIJ, -ITAKIIOATKHI, TETSPOIMKITHII,
apwi WIM TeTepoapui, TNpudeM KakIaeld w3 ykaszaHHbIX -Cig ankwma, -C,ganmkenuna, -C,galKUHHIA,
-ITUKJIOATKHUIIA, TETEPOIMKIIIIIA, apyiia WIH TeTepoapuiia He3aBUCHMO U HE00sA3aTeIbHO 3aMEIIeH OTHUM, IBYMS
M TpeMst 3amecTuTemnsimu R

R u R®® nesaBucumo MPECTABISIOT co00# Bomopo T witH -C;_galIKWT,

R® HesaBucuMo MpeaCcTaBIsieT co00il BOIOPOJ, TaJNOTEH, -OR%, -SR* _NR®R®, -COR®, -SO,R*,
—C(:O)NRGdR(’e i -C|_gaJIKWI, TPUYEM yKa3aHHBIH -C|_gaIKWIT HE3aBUCHMO M HEO0SI3aTSIIFHO 3aMEIICH OHHUM,
JBYMSI HUTH TPEMs 3aMeCTHTEesIME R;

R* 1 R® nesaBucumo MPEICTABISIIOT o001t Bogopo, -Cy_gankmi, -C, galIKeHII, TeTSPOIUKITIII WIH apHi,
TIprYeM KaKIbIH M3 yKa3zaHHBIX -Cigankuia, -C, gaIkeHHUIIa, TETePOIMKIIAIIA WA apuiia HeoOs3aTeIbHO 3aMe-
ILICH O/IHUM, IABYMSI HJIH TPEeMs 3aMecTuTe sMi R,

R B kaxaoMm cloydae HE3aBHCHMO MPENCTaBISIET cOOOW BOJOPOJ, TaJlOTEH, —OR6h, -SRéh, -NRéhRéi,
NR*™)C(=0)OR®, -C,_gankun, rerepouukim, aput win rerepoapu, rae R™ u R® HesaBucnmo mpencrasisor
co6oit Bomopoa nin -C_gaJIKuT,

YKa3aHHBIH aJKEHMJI MPEACTaBIsSeT COOOW YTIEBOMOPOAHYIO TPYITY, BHIOpAaHHYIO W3 JTUHEHHOH W pas-
BETBJICHHOH YTJICBOJOPOIHEIX TPYIII, COMEPKAIUX O MeHbeh Mepe oqHy C=C nBoiiHyIO CBsI3b U OT 2 Ji0 8
aTOMOB YTJIEPO/a;

YKa3aHHBIH aTKUHII HPEACTABISICT cO00¥ YIiIeBOIOPOIHYIO TPYIITY, BEIODAHHYIO W3 JTHHEWHOW W pas-
BETBJICHHON YTJIEBOJOPOIHOM TPYIIIEI, coleprkaiieil mo MeHwInei Mepe onny C=C TpolHYIO CBsI3b B OT 2 10 8
ATOMOB YTJIEPO/a;

YKa3aHHBIN IMKIIOATKWI MPEICTABISICT cO00M YIICBOIOPOIAHYIO TPYIINY, BBIOPAaHHYIO W3 HACHIIICHHBIX
MUKITMYCCKUX YTICBOJOPOIHBIX TPYIII, COACPKAMIMX MOHOIUKIMICCKUE U OUIMKINYCCKUC U TPUIMKINICCKUE
TPYIIIBI U COZEPKAIMX OT 3 10 12 aToMOB yriiepona;

YKa3aHHBIH apui peAcTaBiseT codoi GeHum,;

YKa3aHHBIH TeTepoapmil MPeICTaBIsIeT COO0H TpyIITy, BHIOPAHHYIO U3:
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5-, 6- WU 7-4JICHHBIX apOMAaTHYCCKUX, MOHOIIMKIMICCKUX KOJIEI, colepxKamux oT 1 10 3 rerepoaToMoB,
BBIOPAHHBIX M3 a30T4a, CEPBI U KHCIOPOa, TIPH 3TOM OCTANBHBIC WICHBI KOJIbIIA SBISIOTCS YIIICPOIOM;

7-12-451eHHBIX OMIMKIMIECKUX KOJIell, cojepkamux oT 1 10 3 reTepoaTOMOB, BRIOPAHHBIX W3 a30Ta, KH-
cJIopoJia WM HEeoOsS3aTehbHO OKHCICHHOW cephl B KadecTBE UJIeHA(OB) KOJbIA, NMPU 3TOM OCTAIBHBIC UYJICHBI
KOJIBbIIA SIBIISTFOTCSI YTIIEPOJOM, U T TI0O MEHBIIIE MEpPE OTHO KOJBIIO SBIISETCS apOMAaTHUYECKHM M IO MEHbIIEH
Mepe OJIH I'eTepOaToOM IPUCYTCTBYET B ApOMATHUECKOM KOJIbIIE; U

11-14-4neHHBIX TPUITUKINIECKUX KOJIEII, CoAepKamuX oT 1 10 3 reTepoaroMoB, BHIOPAHHBIX U3 a30Ta, KH-
cJIopoJia WM HEeoOsA3aTeIhbHO OKHCICHHOW cephl B KadeCTBE UJIeHA(OB) KOJbIA, NMPU 3TOM OCTAIBHBIC UJICHBI
KOJIBIIA SBJISIOTCS YTIIEPOAOM, M TJIC IO MEHBIIICH Mepe OJHO KOJBIIO SBISACTCA apOMATHYCCKUM M IO MEHBIICH
Mepe OJTUH TeTepOoaToM MPUCYTCTBYET B ApOMATHUCCKOM KOJIBIIC;

YKa3aHHBIH TeTePOLUKIMI MPEICTABISCT COOONW HEapOMAaTHUYCCKYIO TeTCPOIMKIMIEHYIO TPYIITY, COAep-
JkKarryr ot 1 10 3 reTepoaToMOB, BRIOPAHHBIX M3 a30Ta, KUCIOPOJa MU HEOOs3aTeIbHO OKUCICHHOM Cephl B
Ka4yeCTBE YWICHOB KOJIBIA, IPH 3TOM OCTAJBHBIC WICHBI KOJIBIA SBITIOTCS YTICPOIOM, BKIFOUAS MOHOITUKIIAYC-
ckuil 4-9-uneHHsli rereporukani, 5-20-41eHHOEe KOHASHCHPOBAHHOE KOMBLO, 5-14-uleHHOEe COETUHEHHOE MOC-
THKOBOH CBSI3bI0 KOJIBITO U 5-20-1IEHHOE CITUPOKOJIBIIO;

YKa3aHHBIH ITUKIOATKEHUI TPEICTABIIeT COO0H HeapoOMaTHYECKYIO0 MUKIMYECKYIO aJIKWIBHYIO TPYIILY,
conmeprkamryro ot 3 10 10 aToMOB yriiepoia, IMEIONIYI0 OJHO WM HECKOJIbKO KOJel U OT 1 10 2 TBOWHBIX CBSI-
3¢,

YKa3aHHBIH IUKIOATKWHUII MPEACTABIAET COO0H HEapOMaTHIECKYIO0 MUKIOATKIILHYIO TPYIITY, COAepkKa-
mryto oT 5 10 10 aTOMOB yriiepoia, IMEIOIIYIO OJTHO HITH HECKOJIBKO KOJIEIl U OJTHY TPOHHYIO CBSI3b;

YKa3aHHBIN aKWIaMUHO TpeacTaBiser coooit -NH(-C;_gamkmn);

YKa3aHHBIN TUANKHIAMUHO MPeacTaBiseT co00i -N(-C;_galKu),;

YKa3aHHBIN TATOATKII MPEICTAaBIsACT c000i -C_galKUIIEHYIO TPYIIITY, B KOTOPOH OIHH WX 00Jiee BOJOPO/T
3aMeIleH aTOMaMH TajioreHa; U

YKa3aHHBIN aJIKOKCH MpeICTaBIsIeT co00i -C gaIKMIBHYIO TPYIIITY, MPUKPEIUICHHYIO K POAUTEIBCKON MO-
JIEKYJISPHOU TPYIIIIE Yepe3 aToM KHUCIOPoa.

2. Coemunenne mo 1.1, rne R' npexcrasmsier co6oit -OR' mwmm -NRR'; rze R, R'® nesaBucumo mpe-
CTaBILIIOT co00i Bogopon, -Cgankui win -C, galIkKeHUI, KOKIBIH U3 yka3aHHBIX -C_galIkuiia He0OS3aTeIbHO
3aMeIleH OJHUM, JBYMS WM TpeMs 3aMECTHTENSIMH, BHIOPAHHBIMH W3 T€TEPOIMKINIIA, HE0Os3aTeNbHO 3aMe-
HIEHHOTO Rle, apwia, Heo0sA3aTeIbHO 3aMEIEHHOTO Rle, CH;-(OCH,CH,),- (rme n mpencrasiseT co00#l 9ncio
o1 3 1o 10) umm —OR”;

e R'® npescraBnser coGoii ranoren umn -C)_qaIKii1, He0OA3aTeTbHO 3aMEICHHbII aoreHOM;

rae R npeacTaBiseT co0oi -Ci galIKIII, apyil WM TeTepoapiil, KaXIblii U3 KOTOPHIX HEOOS3aTeNbHO 3a-
MerteH -C;_4alKUIOM HITA TaJIOTEHOM.

3. Coenunenue o 1.1, raue R! MpEeJICTaBISIET COOOU -ORla, e R npeacTaBisieT codor -Cj galKii, He-
00513aTeNFHO 3aMEIICHHBIN OJTHUM, JABYMS WJIH TPEMs 3aMECTHTEIISIMU, BEIOPAHHBIMU W3 TalloreHa, -Ci_gallkmia,
HEOOA3aTEILHO 3aMelIeHHOro R'S, MuKI0anKiIa, Heobs3aTeNbHO 3aMelenHoro RS, rerepouukimma, Heobs3a-
TeNBbHO 3aMeleHHoro RS, apiia, HeoOs3aTeIbHO 3aMeleHHoro R'S, rerepoapmiia, HeoGsI3aTENBHO 3aMEIICHHO-
ro R'¢, CH;-(OCH,CH,),- (rze n npeacrasisier coboii urcio ot 3 1o 10) wm -OR'Y, rre R' u R' onpenenens: B
m1.

4. Coemuuenne 1o 1.1, rae R' mpexcrasmser coGoii -OR'™ wm -NHR', rae R'® npencrasiser coGoii pas-
BeTBIICHHBIN -C4 galIKUTI, TII€ Pa3BETBICHHBIN 3aMECTUTENh HAXOAUTCS B alIb(a-1moI0)KeHHH OTHOCUTEILHO aTo-
Ma KHCIIOPO/Ia.

5. Coenunenue 1o 1.1, raoe R! MpPEJICTaBISIET OO0t -OR" wm —NHRM, rae R'® MpEICTaBIsIET CO00H Oy-
TaH-2-WI, ICHTaH-2-WUJI, TICHTaH-3-1J1, TeNTaH-2-W, TeNTaH-3-1, TenTaH-4-uj, OKTaH-2-UJ, OKTaH-3-MJI, OKTaH-
4-un WM OKTaH-5-MI.

6. Coemunenue mo nrbOomy w3 mm.l-5, rae R’ MPEJICTaBIsIET COOON TanoreH, THIpokcH, -Ci galKui,
-rannoC_gankmi, -C;gankokcu, -ranoC; gaJIKOKCH WA -C(:O)OR5 * rme R® mpeJCcTaBiIsIeT co00i BOIOPO,
-C_sankwmt wm -ranoC_gallkuiT; ¥ p TpeacTasisier codoit uncio 0, 1 wmm 2.

7. Coemuuenue 1o oOoMy u3 M. 1-6, T1e KoNblo A mpeacTaBiseT co0oi heHn win 5-8-4IIeHHBIH reTe-
poapuI, coAepKaiyuii OJHWH, WIH JBa, WK TPH TeTEPOaTOMa, BHIOPAHHBIX U3 KHUCIOPOJa, a30Ta WX Heobs3a-
TEJIHHO OKUCIICHHOH Cephl, B KAUECTBE YICHOB KOJIbIIA.

8. CoegunHenne 1o mobOomy u3 mi.l-7, rae L2 MpencTaBiIseT cobor mpsimyto cBsi3b, -CH,-, -CH,CH,-,
-CH,CH,CH,-, -O- unu —NRd—, rue R npeacTaBisieT coooi -C_calKuIl.

9. Coenunenue no 1.1, rae L2R® BEIOpaH U3:

a) L? npencrapisietr coboit -CH,- wmu -CH,CH,-, u R® MpEeCTaBIsEeT CO00H 5-, 6-, 7- WM 8-WiICHHOE Ha-
CBIIIICHHOE MOHOIIUKIMYECKOE KOJBIIO, COACpIKaIlee OJMH, JIBa WIN TPH TeTEPOATOMa a30Ta B KAYECTBE YJICHOB
KOJIbI[A, WM OMIUKIIYECKOE KOJIBIO, COJCPIKAIICe OIMH, IBA HIIM TPHU TeTepoaToMa, BEBIOPAHHBIX U3 KHCIOPOAa,
a30Ta WK HEOOs3aTeIbHO OKUCIICHHON Cephl, B KAUECTBE WICHOB KOJbBIA, KAXKABIA U3 KOTOPBIX HEOOS3aTEIBHO
3aMELIEH OJIHUM WJIN JBYMS 3aMECTUTEIISAMU RGC, rae R® MPECTaBISCT COOOM —NR(’dR(’e, —COR(’d, -OR* wm -Cy.
g QIIKHJI, HEO0SM3aTEIbHO 3aMEeIEHHBIN THIPOKCH, TJIe R% u R nesaBucumo MIPECTABISAIOT COO0M BOJOPOI, WITH
-C_saukw1, Win GeHWI, T1e YKa3aHHBIH alKiiI HeoOs3aTenbHO 3aMerieH NH,-, alkuiaMuHO WU THATKUTAMH-
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HO;

b) L’ npezacraisier coboit -CH,- wimu -CH,CH,-, R® MpeJICTaBIsIeT cO00M NR*R®, rae R® u R® nesa-
BHCHMO TIPEACTABIISIOT c000# Bomopoa min C_galikuT,

c) L’ MIPEACTaBIsAET COOOW TPSIMYIO CBSI3b, M R® npencraBusieT cobor -Cj_gankwi, -C,gallKeHUT WA
-C,_gaIKMHUIT;

d) L? mpexncrasisier coboit -O-, nu R® mpencrapmsier co60if -C,_galIKHII HIH TeTEPOLHKIAI, YKa3aHHbI
-C|_¢alIKHJI ¥ TeTEPOLMKINI HeobsA3aTeIbHO 3aMemensl oqanM mwin aymst R®, roe R® mpexcrasmser coGoit
-C | _gaJIKuII, -NR%R® y -COR6d, rne R® u R* mesaBucumo MPENCTaBISIIOT co00i -Ci_gankwmiI, HeoOs3aTeIbHO
3amenieHHbIi NH,-, ankuiaMuHO WM THAJIKUIIaMUHO;

e) L’ MPEJICTABISCT COOOM —NRd-, rae R npeacTaBisier coboit -Cigamkmi, U R® MPEJICTABISCT COOOM
-Cgankmi, -C, gankeHm1 uin -Ci_galIKHHWI, KQKIBIH W3 KOTOPBIX HEOOSI3aTEIBHO 3aMEIICH OJHUM WM JIBYMS
RGC, rae R* npeacTaBisieT co0oit -CgalKuin Wi -NR(’dRGE, rae R® u R* uesasucumo MPEJCTABIISIIOT CO00I
-C.gaIIKWIT; UITH

f) L npexncrasmsier coGoif mpsiMyio cBsi3b, 1 R® mpeacTapister co6oil MUKIOANKHI, AP HIIH T€TePOapHI,
KayK/IBIi I3 KOTOPBIX HE3aBHCHMO H HEOOS3aTeIbHO 3aMEIICH OIHIM, ABYMS HIIH TPeMst 3aMecTHTessivMi R

10. Coenunenue 1o 11.9, rme L2 npencrasisier coboit -CH,- wmu -CH,CH,-, u R® MPEACTaBIsET COO0M
TMUPPONIUANHII, THUIECPUANHII, TPUA30JIHJ, a3eTMaHWi, TMHIEepPa3suHuiI wuiau MopdonuHo, wim (1S,45)-2,5-
nra3zabuIukio[2.2. 1 |renran-2-miI, KaKIbI U3 KOTOPBIX JOTIOJHUTEIHLHO HEOOS3aTeIhbHO 3aMEIIeH OJHUM HIIH
neyms 3amecturemsivu R, tae R® mpencrasmser coGoit -NR*R®, -COR®, -OR® wmn -C,_gankmn, HeoGs3a-
TENLHO 3aMeIIeHHBIN THIIPOKCH, TAe R% u R uesaBucumo MPENCTaBISAIOT co00# Bomopoa, uiu -C_galIKHJI, WIIH
(heHmI, TIe yKa3aHHBIA ANKII He00s3aTeNbHO 3aMerieH NH,-, ankuinaMuHO Win AHaTKUIAMUHO.

11. Coemunenue 1o 1.9, rme L? npenctasnsier coboir -CH,- wim -CH,CH,-, u R® MPEJCTaBIsACT COOOM
NUPPOIUINH- -1, MOpGOINHO, NHUINEpUANH-1-1, 4-MeTHINHIepasuH-1-ui, nunepasuH-1-ui, nunepuauH-4-
Ui, 4-(2-(qMMeTHIIaMIHO )alleTHI ) TUIIepa3uH- 1 -1, (18,45)-2,5-mnazabunmkio[2.2.1 Jrentan-2-nim, 4-
aMHMHOTUIIEPUANH- 1 -1i1, 3-(JUMETHIaAMUHO ))TUPPOIUIUH-1 -1, 4-peHokcununepuaus-1-wi, 1H-1,2,4-tpuazon-
1-un, 4-(3-TUAPOKCUTIPOTIHI ) TATIEPA3UH- | -1IT WITH TTUTIEPUIAH-3 -,

12. Coenunenue mo .9, rae L2R® BBIOpaH u3:

a) TMUPpONMHMIUH-1-wiMeTnnaa, MOp(OIMHOMETHIIA, THIEPUANH-]-IMeTnna, (4-MeTuImHIepasuH-1-
WI)METWIa, TUNepa3uH-1-mwiMeTwia, TunepuauH-4-mmMetuna, (4-(2-(IMMeTHIIaMHUHO )arleTr )TAIepa3uH-1-
WI)METHIA, (1S,45)-2,5-nnazabunukiio[2.2. 1 rentan-2-uiMeTunia, 2-(mupposiauH- 1 -1n)3Tra, (4-
aMUHOTIHIICPUINH- | -um)metnna,  (3-(AuMeTHIaMuHO )IUppoIuaAnH-1-un)metuna, (4-peHoxcununepuauH-1-
wn)metwina, (1H-1,2,4-tpnazo:n-1-mn)mernna, (4-(3-ruapoKCUIIPONIHI)TUIIEpa3HH-1 -MIT)MeTHIIa WIH MTUIIEPUINH-
3-mimMeTna;

b) aMmuHOMETHINA;

d) 3-(MeTUIAMUHO )IPOIIOKCH, 3-(IUMETHIAMUHO))IPOTIOKCH, 3-(IU3ITHIAMUHO)IPOTIOKCH, 2-aMUHOITOKCH,
3-(muMeTHIAMHHO)-2,2 - TUMETHIIIIPOTIOKCH, METOKCH, 2-(METHIAMUHO)ITOKCH, 2-(N-MeTHIIaneTaMuao)3TOKCH,
3-(munepuauH-1-mwi)nponokcr, 3-MopdoIMHONPONOKCH, 3-(MMPPOIUIUH-1-HI)IpOIIOKCH, 3-aMHHOIPOIIOKCH,
(1R,5S)-8-a3abumukno[3.2.1]okTaH-3-HI0KCH, MUTIEPUINH-4-UITOKCH, (1R,5S)-8-aTm-8-
a3aburukio[3.2.1]okTaH-3-MIOKCH, 1-3THITHUPPOTUANH-3-HIOKCH W TUPPOITUANH-3-HIOKCH; FITH

¢) (2-(muMeTIIaMIHO )T ) (METHIT ) aMHHO.

13. Coenurenwe 1o To6oMy u3 mir.1-7, Tae kombio A mpexcrasisier coboii dernt, u L' n L2-R® Haxomst-
Csl B Mapa-TIOJIOKEHUIX (PEHUIHPHOTO KOJIbLA, U YKa3aHHOE (PEHUIHHOE KONBIO IOMOJHUTEIEHO HEOOsM3aTeIHHO
3aMEMIEHO OJHUM RS, rae Ll, L2, R°uR® ompeJeNeHsl 1. 1.

14. Coeaunenne no mroboMy u3 mm.l-7, rae Konblo A TpencTaBiseT coO00M MUPHIWI, ¥ METHICHOBAs
rpymma u Het MHPHANIBHOTO KOJbIA HAXOAATCS B MAPA-MOMOKEHMAX MHPHANIbHOTO Kombia, n L' i L2-R® Ha-
XOJSITCS B Mapa-MoOJOKCHUSX MAPHIMILHOTO KOJNbBIA, M YKa3aHHOE MUPUIIIFHOE KOJBIO OTONHUTEIBHO HE-
00s13aTeILHO 3aMEIEHO OHUM RS, rae Ll, L2, R’uR° onpeJeNeHsl B 1. 1.

15. Coenqunenue win ero GpapManeBTHUCCKU MPUEMIIEMast COJTb, BEIOPAHHBIC U3:

coemuuenne  Al:  2-Oyroxcu-7-(4-(tupponunnH- 1 -unmernn)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH,

coemunenue A2: 2-0ytokcu-7-(4-(3-(auMeTnnaMuHO)IponokcH )oen3mn)umunasol2,1-f][1,2,4]rpuaszun-4-
aM¥H,

coemunenue A3: 2-0yrokcu-7-(4-(MmopdommuomeTwn)oen3mn)umuaaszo[2,1-f][1,2,4 ] tpuazun-4-amuH,

coemuuenne A4: N'-(5-((4-amuHo-2-6yTokcnnmunaso[2,1-f][1,2,4]TprasnH-7-Hr)MeTHIT ) IHPHIAH-2-1IT)-
N' ,NZ,Nz-TpI/IMeTI/IJ'Ii)TaH— 1,2-mnamuH,

coemuaeHue AS: 2-0ytokcu-7-(4-(munepuauH- 1 -unmern)oeH3mn)umunaszo| 2, 1-f][ 1,2,4 | tpuazun-4-amuH,

COEUHEHUE A6: 2-0yTokcu-7-(4-((4-meTnnnunepasuH- 1 -uin)MeTHI ) 0eH3mI)uMuaazo[ 2,1 -
f][1,2,4]Tpra3un-4-amuH,

coemuaenue A7: 2-0yrokcu-7-(3-(munepuanH- 1 -unmern)oeH3mn)umunaso| 2, 1-f][ 1,2,4 | tpuazun-4-amuH,

coenuHenue AS8: 2-0ytokcu-7-((2-mzompomnmi-1,2,3,4-TeTparuipon30XnHOINH-6-mT)MeTHI)uMKIa30[2, 1-
f][1,2,4]rpuasun-4-amuH,

coemunenue A9: 2-0yrokcu-7-((2-uzonponmi-1,2,3,4-TeTparuapon30XHHOINH-7-WI)METWI)UMUAa30[2,1-
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f][1,2,4]Tpra3un-4-amuH,
coemuaenue A10: 2-6yTokcu-7-(4-(mumepa3us- 1 -mwimernn)oensmwn)umunaso[2,1-f][1,2,4rpuazun-4-amuH,
coemuuenne All: 2-Oyroxcu-7-(3-(upponunud- 1 -unmernn)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH,
coemunenue Al2: 2-6yrokcu-7-(3-(MopdpomuHOoMeTH )OeH3M )uMua3o[2, 1-f][1,2,4]rpuasun-4-amuH,
coeTMHEeHne Al3: 2-0ytokcu-7-(3-((4-meTmmunepa3ut- 1 -1 Me T ) OeH3 W) uMuaa30[ 2,1 -
f][1,2,4]rpuasun-4-amuH,
coenmunenue Al4: 2-6yrokcu-7-(2-(MmopdpomuHoMe T )OeH3M )uMua3o[2, 1-f][1,2,4]rpuaszun-4-amuH,
coennHenue AlS: 2-6yrokcu-7-(2-(munepunus- 1 -unmerwn)oenzmn)umunaso[ 2,1-f][1,2,4rpuazun-4-amMuH,
coemuaenue Al6: 2-uzo0yrokcu-7-(3-(mupponuans-1-wimernn)oensmwn)umunaszol2,1-f][ 1,2,4]rpuazun-4-
aMVH,

COEIUHEHUE AlT7: 2-(2-mMeToKCcHITOKCH)-7-(3-(upponuans-1 -unmetnn)oeH3un)umuaasol 2, 1-
f][1,2,4]Tpra3un-4-amuH,
COEUHEHUE AlS: 7-(3-(mupponuaun-1-nnmeTnin)oensun)-2-(4,4,4-rpudpTopOoyTokcu)umMuaasol 2,1 -

f][1,2,4]rpuasun-4-amuH,

coemuuenne  Al19:  2-Oyroxcu-7-(2-(upponunud- 1 -unmernn)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH,

coeTMHEHNE A20: 2-0ytokcu-7-(2-hrop-4-(muppouauH- 1 -mIMeTT)0eH3 T ) uMuaa3o[ 2, 1 -
f][1,2,4]rpuasun-4-amuH,

coenmunenue A21: 2-6yrokcu-7-(4-(3-(munepunus- 1 -mn)nponokcu)oensmn)umunaszol 2,1-f][ 1,2,4 Jtpuazun-
4-amuH,

coemuaenue  A22:  2-Oytokcu-7-(4-(3-mopdomuHOTponokcr)oeH3mwn)umuaaszol2,1-f][ 1,2 ,4rpuazun-4-
aMVH,

coemunenue A23: 2-0yrokcu-7-(3-(3-(quMeTniiaMuHO )JIporokcH )oeH3mwn) umuaszol 2, 1-f][ 1,2, 4 rpuazun-4-
aMVH,

coeTMHEeHnE A24: 2-0ytokcn-7-(3-(3-(aumeTHIaMuHO )IpONOKCH )-4-pTopdeH3mn)umunaszo[ 2,1 -
f][1,2,4]rpnasun-4-amuH,

coenmunenne A25: 2-O0yroxcu-7-((4'-(muppommaus-1-mmernn)-[1,1'-6udennn]-3-ni)mMernia)umugasol2, 1-
f][1,2,4]rpuasun-4-amuH,

coeTMHEHNE A26: 2-0ytokcu-7-(2-hrop-S-(mupporuauH- 1 -mmmMe T )0eH3mn ) uMuaa3ol 2, 1 -
f][1,2,4]rpuasun-4-amuH,

COEUHEHUE A27: 2-0yTokcu-7-(2-¢hrop-5-(nmupponuann- 1 -unmerin)oeH3un)umuaasol 2, 1-
f][1,2,4]Tpra3un-4-amuH,

COEUHEHUE A28: 2-0yTokcu-7-(4-(3-(mupposuauH- 1 1) porokc)0eH3m ) umu 1a3ol 2,1 -

f][1,2,4]Tpra3un-4-amuH,

coemuaenue A29: 2-0ytoxcu-7-(4-(3-(qudTHiaMuHO ))ponokcn)oeH3mwn) umuaasol2,1-f][ 1,2 4 rpuazua-4-
aMVH,

coemunenne A30: 2-O0ytoxcu-7-((4'-(muppomunus-1-mmmernn)-[1,1'-6udpennn]-4-na)mMernn)umugasol2, 1-
f][1,2,4]rpuasun-4-amuH,

coemunenue A31: 7-(4-(3-amuHONIPOTIOKCH)O0EeH3MIT)-2-0yTokcunmuaaszo[ 2,1-f][ 1,2,4]tpuazun-4-amuH,

coemuuenne A32: 2-Oyrokcu-7-((6-(3-(AMMETHIIAMHHO )IPOTIOKCH ) T PHUINH-3 -1 )METHIT )UMua30[ 2, 1 -
f][1,2,4]rpuasun-4-amuH,

coemuaenue A33: 2-0yTokcu-7-(4-(munepunuH-4-wiMetn)oenswi)umunasol2,1-f][1,2,4|tpuaszun-4-amus,

COEUHEHUE A34: 2-0yTokcu-7-((5-x10p-6-(3-(IMMETHIaMHUHO )ITPOTIOKCH ) TUPHIHH-3 -
wi)Metwi)umunaasol2,1-f][1,2,4]tpuasun-4-amus,

COEIUHEHUE A35: 2-0yTokcu-7-(4-(3-(aumeTnnaMmHo )IpoIokcn )-3-pTopobensmin) umMuazo[ 2,1 -
f][1,2,4]Tpra3un-4-amuH,

COEUHEHUE A36: 2-6yTokcu-7-(4-(3-(aumMeTnnaMiHO )IpoIIoKcH )-2-(hTopoen3mn) umMuazo[ 2,1 -

f][1,2,4]rpuasun-4-amuH,
coemunenue A37: 7-((6-(2-aMHUHOATOKCH ) TUPUIUH-3 -HIT)METHI)-2-0yTokcunmunaszo[2,1-f][ 1,2,4 tpuazun-
4-amuH,

coeTMHEeHnE A38: 7-(4-(((1R,5S)-8-azabummkio[3.2. 1 JokraH-3-mr)oKkcn )-2-pTOpOSH3MIT)-2 -
Oyroxcunmuaaszo[2,1-f][1,2,4]tpuazun-4-amMmuH,
coeTMHEeHnE A39: 1-(4-(4-((4-amuHO-2-0yToKcunMuaas3o[2,1-f][ 1,2,4]rpuazun-7-

WJT)METHIT)OCH3 M) THTIepa3tH- 1 -1i1)-2-(AMMe THIIaMHHO )3 TaH- 1 -0H,

coenuHenne A40: 2-0yrokcu-7-((5-x10p-6-(unepuanH-4-mIoKcH ) MMpUARH-3-WI)MeTHI)uMuaa3o[ 2, 1-
f][1,2,4]Tpra3un-4-amuH,

coeIMHEeHue A41: 7-(4-(((1S,4S)-2,5-nnazadunukio[2.2. 1 JrentaH-2-1i)MeTHIT ) OCH3MIT ) -2 -
oyrokcunmunaso[2,1-f][1,2,4]tpuasun-4-amuH,

coenuHenne A42: 2-0yrokcu-7-(4-(2-(mupponuauH-1-wn)aTin)oensun)umunaszol 2,1-f][1,2,4]rpnasun-4-
aMUH,

coeTMHEeHne A43: 7-(4-((4-amuHOTIMTIEPUTUH- | -MIT)METHIT)0€H3M )-2-0yTOKCHUMUIa30[ 2, 1 -
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f][1,2,4]Tpra3un-4-amuH,

coenuHenne A44: 2-6ytokcu-7-(4-((3-(aMMeTHIAMHHO))IUPPOIUINH- 1 -1T)MeTHIT)OeH3 ) uMuaa3o[ 2, 1-
f][1,2,4]rpnasun-4-amuH,

coemuHenne  A45:  2-Oyroxcu-7-((5-x10p-6-(3-(quMeTHIAaMUHO)-2,2 - TUMETHITTPOTIOKCH ) TAPUIAH-3 -
wn)Mern)umuaasol2,1-f][1,2,4]rpuaszun-4-amuH,

coenmunenue A46: 7-(4-(amuHOMETIIT)OCH3MI)-2-0yToKcuuMuaas3o[2,1-f][ 1,2,4 ]| tpuasun-4-amuH,

coeTMHeHne A47: 2-0ytokcu-7-(4-((4-peHokcunumnepuauH- 1 -An)MeTrI ) OeH3 | ) UM 1a30[ 2, 1 -
f][1,2,4]rpuasun-4-amuH,

coeIMHEeHue A48: 2-((5-meTunm3oKkca3oi-3-uin)MeToKcu )-7-(4-(upponmuanH- 1 -
wiMeTun)oensmwn)umunaso[2,1-f][1,2,4]tpuasun-4-amuH,

coeIMHEeHue A49: 2-6yrokcu-7-(4-(((1R,5S)-8-31mn-8-a3abunumkio[ 3.2.1]okran-3-mn)okcu)-2-

¢dbropoensmn)umunaso[2,1-f][1,2,4]rpua3un-4-amuH,
coemuaenue A50: 2-6yTokcu-7-((S-MeTokcunupuanH-2-mwi)Metin)umunaszol 2, 1-f][ 1,2,4]rpuasun-4-amuH,
coemuaenue AS1: 2-6yTokcu-7-((6-MeTokCUIUpUAnH-2-min)MeTin ) umunas3o| 2, 1-f][ 1,2,4]rpuasun-4-amuH,
coemunenue AS52: 7-(4-(mappomuand- 1 -unmetwn)oen3mn)umunaszol2,1-f][1,2,4 | tpuazun-2,4-mnamMuH,
coeTMHEeHne AS53: 2-0ytokcu-7-((6-(3-(muMeTHIIaMUHO )-2,2 - TUMETHITTPOTIOKCH ) TAPUITAH-3 -
nn)Mern)umuaasol2,1-f][1,2,4]rpuasun-4-amuH,
coenmunenue AS54: 2-uz00yTokcu-7-(4-(tupponunnd- 1 -unmernn)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH,
coenqunenune AS55: 2-0yTokcu-7-((3-MeToKCHTTUpUInH-2-ui)MeTmn ) umuaaszo[ 2,1-f][ 1,2,4] rpuazun-4-amuH,

COEIMHEHNE AS56: (4-amuHO-2-0yTokcunmuaaso[2,1-f][1,2,4]rpuazun-7-mi)(3-METOKCUTTHPU TUH-2 -
WJT)METaHOJ,

COEIMHEHUE AST: MeTHiI-5-((4-amuHO-2-0yTokcunmunaso| 2, 1-f][ 1,2,4]rpuazun-7-wmwn)metwn)-2-(3-
(IMMeTHIaMIHO )ITPOTIOKCH )OEeH304aT,

coeIMHEeHue ASS: 2-0yTokcu-7-((6-(2-(MeTUIaAMUHO )3TOKCH ) TUPHUIUH-3 -HIT)METHI ) UMU1a30[ 2, 1 -

f][1,2,4]rpnasun-4-amuH,

coemuuenne AS59: N-(2-((5-((4-ammuo-2-0yTokcummmnaso[2,1-f][1,2,4 tpuazuH-7-wun)MeTHIT) TAPUIAH-2 -
WIT)OKCH )3THI )-N-MeTHIIale TaMu I,

coeTMHEeHne A60: 2-6ytokcu-7-(4-((1->TramuppouanH-3-11)oKkcH)-2-propOeH3mn ) umunazo[ 2, 1 -
f][1,2,4]rpuasun-4-amuH,

coemunenue A61: 2-6ytokcn-7-(2-prop-4-(mupponuaun-3-miokcu)oen3mn)umunaszol 2,1-f][1,2,4 tpuazun-
4-amuH,

coemuaenue A62: 7-(4-((1H-1,2,4-tpuazon-1-mwi)metrn)oeH3un)-2-0yrokcunmuaaszol 2, 1-f][ 1,2,4]rpuazun-
4-amuH,

coemuaenue A63: 2-Oyrokcu-7-(4-(3-(MeTrmiiaMuHO)IporokcH )oeH3mwn)umuaaszol2,1-f][ 1,2,4]rpuazun-4-
aMUH,

COEUHEHUE Ab4: N-(¢dbypan-2-unmerun)- 7-(4-(mupponuanH- 1 -unmMeTnn)oeH3un ) umuaszol 2,1 -
f][1,2,4]rpuasun-2,4-1uamMuH,

coenmuHenue A65: 4-amuHo-7-(4-(upponuaus- 1 -ummeTn)oen3mn)umuaasol2,1-f][1,2,4]rpuazun-2-om1,

coemuuenne A66: 2-0ytokcu-7-(4-(1-metunmupponuanH-3-un)oen3un)umunasol2,1-f][1,2,4]rpuaszun-4-
aMUH,

coemuuenne A67: N2-O0ytwin-7-(4-(mupponuaus- 1 -mimMernn)oensmn)umuasol2,1-f][1,2,4]rpuazun-2,4-
JTMaMUH,

COEUHEHUE A68: 2-(mupuaAnH-3-NIMETOKCH)-7 -(4-(TUPPOITHINH- | -UIIMeTHIT) O H3 W) UMUAa30[ 2, 1 -
f][1,2,4]Tpra3un-4-amuH,

coelMHEeHue A69: 7-(4-(mupponuaus- 1 -uametnn)oen3un)-2-(4,4,4-tpudpTopOyTokcu)umunaso[ 2, 1-
f][1,2,4]Tpra3un-4-amuH,

coemuaenue A70: 7-(3-(amuHoMeTH)OeH3MIT)-2-0yTokcnnMuaaszo[2,1-f][1,2,4]rpuazun-4-amMuH,

coeTMHEeHne ATl: 3-(4-(4-((4-amuHO-2-0yToKcunMunaszo[2,1-f][ 1,2,4]rpuazun-7-
WJT)METHIT )OS H3 M ) TATIepa3uH- 1 -win)mpomnaH- 1 -o11,

coenmuHenue A72: 2-0ytokcu-7-((5-mMeTni-6-(mumnepunanH-4-uioKCH)TUPHINH-3-UT)METHI) UMUAa30[2,1-
f][1,2,4]rpuasun-4-amuH,

coeTMHEeHnE A73: (4-amuHO-2-0yTokcunmunazol2,1-f][1,2,4]rpuasun-7-wmr)(4-METOKCUITHPU IH-2 -
WJT)METaHOII,

coenuHenue A74: (4-amuHo-2-0yTokcunmunaso[2,1-f][1,2,4]rpuasun-7-mn)(MupuanH-2-11)METaHoI,

COEUHEHUE A7S: 2-0yTokcu-7-(1-(4-(mupponuauH- 1 -uaMeTin) heHuT )3 THIT) iMuAa3o[ 2, 1 -

f][1,2,4]Tpra3un-4-amuH,
coenuHenne  A76:  2-0yrokcu-7-((1-(munepuauH-3-unmerwn)- 1 H-nmupazon-4-wn)mermwn)nmuaasol 2, 1-
f][1,2,4]Tpra3un-4-amuH,

COEUHEHUE AT7: 7-((6-(2-(MeTHIaMIHO )3TOKCH ) TUPHUIUH-3 -HIT)ME T )-2-(TIeHTaH-2 -
nnokcn)umuaaszo[2,1-f][ 1,2,4|tpuazun-4-amuH,
coeTMHEeHnE A78: 7-((5-MeTrin-6-(2-(MeTUIIaMUHO )3 TOKCH ) TUPUAWH-3 -HIT )METHN )-2-(TTeHTaH-2 -
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wiokcu)umunasol2,1-f][1,2,4|tpuaszun-4-amuH,

COEIUHEHUE AT9: 3-((4-amuHO-7-((6-(2-(METHIAMHUHO )3TOKCH ) TUPHIMH-3-HIT)METHI) UIMUAa30([ 2, 1 -
f][1,2,4]Tpra3un-2-mi)oKcu)rekcan- 1 -odm,

coeTMHEeHNE A80: 7-((6-(2-(MeTHIaMUHO )3 TOKCH ) TUPUIANH-3 -Ui1)MeThN)-2-((TeTparuapodypan-3-
min)Metokcu)umunasol2,1-f][1,2,4 rpuazun-4-amuH,

coeTMHEeHne A81: (R W S) 3-((4-amunHO-7-((6-(2-(METHUIAMHUHO )3 TOKCH ) TUPUTHH-3 -
wn)Mern)umuaasol2,1-f][1,2,4]rpuasun-2-wmin)okcu)rekca- 1 -oir,

coeTMHEeHne A82: (S WITH R) 3-((4-amunHO-7-((6-(2-(METHUIAMHUHO )3 TOKCH ) TUPUTHH-3 -
wi)Metwi)umuaasol2,1-f][1,2,4] tpuasuH-2-1n)okcH)rekcan-1-oim,

COEUHEHUE A83: 7-((6-(2-(MeTHIaMIHO )3TOKCH ) TUPHIUH-3 -HIT)METIIT)-2-(TIeHTaH-3 -
wiokcu)umunaasol2,1-f][1,2,4|tpuaszun-4-amuH,

COEUHEHUE A84: 2-(rexcan-3-miokcH)-7-((6-(2-(METHIAMHHO ) 3TOKCH ) TUPUIAUH-3 -
win)Mmetwi)umunaasol2,1-f][1,2,4|tpuasun-4-amuH,

coemuaenue A85: 3-((4-amuHO-7-(4-(2-(MeTHIaMUHO )3TOKCH)OeH3IT )uMuaszo[2,1-f][ 1,2 4| rpuazun-2-
WIT)OKCH)TeKcaH-1-071,

coemuuenne  A86:  3-((4-ammuHO-7-((6-(3-(METHIIAMHUHO )TIPOTIOKCH ) TUPHUINH-3 - M )METHIT) UMUAa30[ 2, 1 -
f][1,2,4]rpra3un-2-mi)oKcu)rekcan- 1 -od,

coeTMHEeHne AS87: 2-(renrraH-4-nnokcu)-7-((6-(2-(MEeTHIAMITHO )3 TOKCH ) TUPHIUH-3 -
nn)Mern)umuaasol2,1-f][1,2,4]rpuasun-4-amuH,

coeTMHeHne A88: 7-((6-(2-(MeTHIaMUHO )3 TOKCH ) TUPUIANH-3 -1 )MeThN)-2-((TeTparuapodypan-2-
wi)Metokcu)umuaaso[2,1-f][1,2,4]rpuazun-4-amuH,

coeIMHEeHue AR89: (S)-2-(BTOp-0yTOKCH)-7-((6-(2-(METHIAMHUHO )3 TOKCH ) TUPHIUH-3 -
win)Mmetwi)umunasol2,1-f][1,2,4|tpuasun-4-amuH,

coeIMHEeHue A90: (S)-7-((6-(2-(MeTHIIAMUHO ) 3TOKCH ) TUPUAUH-3 -FJT)METHIT)-2-(TICHTaH-2-
wiokcu)umunaasol2,1-f][1,2,4|tpuasun-4-amuH,

coeTMHeHne A91: 3-((4-amunHO-7-(3-pTOp-4-(2-(METHIIAMIHO )3TOKCH )OSH3 1 ) MK 1a30[ 2, 1 -

f][1,2,4]rpra3un-2-mi)oKcu)rekcan- 1 -od,

coemuuenne A92: (R wmmm S) 3-((4-amuHO-7-(4-(2-(METHIAMHHO)3TOKCH)OCH3MWI)UMUAa30[2,1-
f][1,2,4]Tpra3un-2-mi)oKcu)rekca- 1 -o1m,

coemuuenne  A93: (S wmm R)  3-((4-ammHO-7-(4-(2-(METHIAMUHO )3 TOKCH )OSH3MIT )UMU1a30(2, 1 -
f][1,2,4]Tpra3un-2-mi)oKcu)rekca- 1 -o1m,

coeIMHEeHue A94: 3-((4-amunO-7-(4-(MeTHI(2-(METHIAMHHO )3T ) aMUHO ) OeH3WIT ) UMHIa30[ 2, 1 -
f][1,2,4]Tpra3uH-2-1m1)0OKCH ))rekcan-1-o1,

coemuaenue  A95:  3-((4-amuHO-7-(4-(2-(MeTmaMuHO )3T OeH3WT )uMuaszo[2,1-f][ 1,2 4] rpuazun-2-
WIT)OKCH)reKcaH- 1 -0,

coemuaenue  A96: 3-((4-amuHO-7-(4-(2-(MeTHIIaMUHO)3TOKCH)OeH3mT )uMuaszo[2,1-f][ 1,2 4| rpuazun-2-
WIT)OKCH)reKcaH- 1 -0,

coeTMHEHNE A97: 3-((4-amunHO-7-(2-pTOP-4-(2-(METHIIAMIHO )3TOKCH )OSH3 M )IMH1a30[ 2, 1 -
f][1,2,4]Tpra3un-2-mi)oKcu)rekcan- 1 -od,
coeTMHEHNE A98: 3-((4-amunO-7-(3-MeTOKCH-4-(2-(METHIAMHHO )3TOKCH ) OCH3WIT) UMUAa30[ 2, 1 -

f][1,2,4]rpra3un-2-mi)oKcu)rekcan- 1 -od,

coemuuenue A99: (S)-7-(3-pTop-4-(2-(MEeTUIAMHIHO )3TOKCH)OCH3MIT)-2-(TICHTaH-2-UI0KCH )UMUa30[2, 1 -
f][1,2,4]Tpra3un-4-amuH,

COEUHEHUE A100: (S)-7-(4-(2-(MeTHIaMHUHO )3TOKCH ) 0eH3MIT)-2~(TIeHTaH-2-NIIOKCH ) UMUAa30([ 2, 1 -
f][1,2,4]Tprazun-4-amuH,

coemuaenue A101: (R wm S)-3-((4-amuHO-7-(2-MeTOKCH-4-(2-(METHIIAMITHO )3TOKCH)OeH3 W) uMuIa3o[ 2, 1-
f][1,2,4]Tpra3uH-2-1m1)0KCH ))reKkcan-1-o1,

COEUHEHUE A102: 3-((4-amnHO-7-(3-X710p-4-(2-(METHIAMHHO ) STOKCH ) OeH3WIT)UMHU1a30[ 2, 1 -
f][1,2,4]Tpra3un-2-mi)oKcu)rekca- 1 -odm,

coemuuenne A103: (R wmm S)-3-((4-amuno-7-(3-metun-4-(2-(MeTHIAMUHO )3TOKCH )OeH3MIT ) MU Ia30[ 2, 1 -
f][1,2,4]Tpra3un-2-mi)oKcu)rekcan- 1 -odm,

coemuuenne  Al04: (R wm  S)-3-((4-amuHO-7-(3-(2-(METHIAMUHO )3 TOKCH)OCH3MIT ) UMK Ia30[ 2, 1 -
f][1,2,4]rpra3uH-2-wmi)oKcu)rekcan- 1 -od,

coemuuenne A105: (R wm S)-3-((4-amunO0-7-(3-pTOp-4-(2-(METUIAMUHO)3TOKCH )OCH3MIT ) UMHUIa30[ 2, 1 -
f][1,2,4]Tpra3uH-2-11)OKCH ))rekcan-1-o1,

coemuaenue A106: (S wm R)-3-((4-amuHO-7-(3-pTop-4-(2-(MeTHIAMHHO)3TOKCH )OeH3MWIT)UMH1a30([ 2,1 -
f][1,2,4]Tpra3uH-2-1m1)0OKCH ))rekcan-1-o1,

coequnenne A107: (R wmm S)-3-((4-amuHO-7-(2-MeTHn-4-(2-(METHIAMHHO)3TOKCH)OSH3 T ) UMK 1a30[ 2, 1-
f][1,2,4]Tpra3uH-2-1m1)OKCH ))rekcan-1-o1,

coequHenne Al108: (R wmmm S)-3-((4-amuno-7-(2-x510p-4-(2-(METHIIAMHIHO)3TOKCH )OS H3MIT) UMK Ia30[ 2, 1-
f][1,2,4]rpra3un-2-mi)oKcu)rekca-1-odm,

coemuuenne A109: (B3R wmm  S)-3-((4-ammuO0-7-((6-((1-(METHIIAMUHO )TPOTTaH-2-1J ) OKCH ) TUPHUTAH-3 -
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wi)Metwi)umunaasol2,1-f][1,2,4]tpuasuH-2-1n)okcu)rekcan-1-oim,
coequHenne  Al110: (R wmm  S)-3-((4-amuno-7-(4-(3-(MeTHIIaMHHO )ipoTTIIT) OeH3MIT ) UMK Aa30[ 2, 1-
f][1,2,4]Tpra3un-2-mi)oKcu)rekca-1-o1m,

coeTMHEeHne Alll: (R HATTH S)-3-((4-amuno-7-(2,3-audrop-4-(2-
(MeTrmamMuHO )aTOKCH )0eH3m ) uMuaa3o[ 2, 1-f][1,2,4]rpuaszun-2-min)okcu)rekcan- 1 -oir,
coeTMHEeHne All12: (R HTTH S)-3-((4-amuno-7-(2,5-nudrop-4-(2-

(MeTrmaMuHO )aTOKCH )0eH3m ) uMuaa3o[ 2, 1-f][1,2,4]rpuaszun-2-min)okcu)rekcan- 1 -oir,

coemunenue Al13: (R nmm S)-3-((4-amuHO-7-(2-MeTOKCH-5-(2-(METHIAMHHO )3TOKCH )OS H3 W) UMUAa30[ 2, 1 -
f][1,2,4]Tpra3uH-2-1m1)0KCH ))rekcan-1-o1,

coeIMHEeHue All4: (R W S)-3-((4-amunHO-7-(3,5-mudTop-4-(2-
(MeTmTaMuHO )3TOKCH)OeH3 I )uMuaa30[ 2, 1-f][ 1,2,4 | rpuazun-2-mn)okcu ))rekcan-1-o1m,

coequenne All5: (R wmm S)-3-((4-amuHO-7-(2-prop-4-(2-(METHIAMIHO)ITOKCH)OeH3MIT) UMK Ia30[ 2, 1-
f][1,2,4]Tpra3uH-2-1m1)0KCH ))rekcan-1-o1,

coemuaenue A116: (R wm S)-3-((4-amuHO-7-(3-MeTOKCH-5-(2-(METHIIAMITHO )3TOKCH)OeH3 T ) uMuIa30[ 2, 1-
f][1,2,4]Tpra3un-2-mi)oKcu)rekcan- 1 -o1m,

coemunenue Al17: (R wmm S)-3-((4-amunHO0-7-(4-MeTOKCH-3-(2-(METHIAMHHO )3TOKCH )OS H3 W) UMUAa30[ 2, 1 -
f][1,2,4]Tpra3un-2-mi)oKcu)rekcan- 1 -od,

coemunenue Al18: (R nwmm S)-3-((4-amunHO-7-(2-MeTOKCH-3-(2-(METHIAMHHO )3TOKCH )OS H3 W) UMUAa30[ 2, 1 -
f][1,2,4]Tpra3un-2-mi)oKcu)rekca-1-o1m,

coemmuenne  Al119: (R wmm  S)-3-((4-amuHO-7-(4-(2-(METHIAMUHO )3 THIT)OCH3MIT ) UMHUAa30[ 2, 1 -
f][1,2,4]Tpra3uH-2-1m1)0KCH ))rekcan-1-o1,

coemuaenue  Al120: (S wm  R)-3-((4-amuHO0-7-(4-(2-(METHIAMIHO )3T ) OeH3MWIT ) UMHIa30([ 2, 1 -
f][1,2,4]Tpra3uH-2-1m1)0KCH ))rekcan-1-o1,

coemuaenue Al21: (R wmm S)-3-((4-amuHO-7-(2-3TOKCH-4-(2-(METHIIAMIHO )3TOKCH ) OeH3WIT ) uMuIa30([ 2, 1-
f][1,2,4]Tpra3uH-2-11)0KCH ))rekcaH-1-o1,

coeTMHEHNE Al122: (R iR107S S)-3-((4-amuuO0-7-((6-(2-(METHITAMHHO )ITIPOTIOKCH ) TAPUTAH-3 -
mwn)Mern)umuaaszol2,1-f][1,2,4]rpuasuH-2-wmn)okcu)rekcan- 1 -oir,

coeTMHEHNE A123: (R HTTH S)-3-((4-amuno-7-(2,6-aqudrop-4-(2-
(MeTrImaMuHO )aTOKCH )0eH3m )umua3o[2, 1-f][1,2,4]tpuaszun-2-min)okcu)rekcan- 1 -oi1, win

coeTMHEHNE Al24: (R HTTH S)-3-((4-amun0-7-((4-(2-(MeTHIIaMUHO )3TOKCH )Ha TaNIeH- 1 -
nn)Mern)umuaaszo[2,1-f][1,2,4]rpra3zun-2-wmi)okcu)rekca- 1 -oir.

16. ®apmaneBTHUecKasi KOMIIO3UIUS, COAepsKalasi COeANHEeHne 1o Jro6oMy u3 mi.1-15 win ero dapma-
HEBTHYCCKH MPUEMIIEMYIO COJIb M TI0 MEHbIIICH Mepe OuH (hapMaleBTHYCCKH MPUEMIICMBIN HOCHUTEIb WA 3KC-
[UTTHCHT.

17. Cnoco6 moxynupoBanust TLR7 (Toll-mono6uslii penentop 7), BKIIOYAIOMINI BBEICHUE UHINBHIYYMY
COEMHEHUsI 110 JII00oMY M3 M. 1-15 nnnm ero apmaleBTHIECKH TPUEMIIEMON COJIH.

18. Crocob neueHus 3a00I€BaHMs WIIM PACCTPOMCTBA y TALMEHTa, BKIIOYAIOIINI BBEICHUE NAallUCHTY Te-
paneBTHIeCKH 3PPEKTUBHOTO KOJIMIESCTBA COSTUHEHMSI TI0 JIIOOOMY U3 M. 1-15 uin ero ¢apMarneBTHIECKU MIPH-
eMJIEMOH coi B KauecTBe aronucra TLR7.

19. Crioco6 mo .18, rme 3aboeBanne UM PaCCTPOHCTBO MPEACTABISIET cOO0i MellaHOMY, HEMEIKOKIIS-
TOYHYIO KapIMHOMY JIETKOTO, TEMaTOKIETOYHYI0 KapIMHOMY, 0a3albHOKIETOYHYIO KapIMHOMY, ITOYEYHO-
KIETOYHYIO KapIMHOMY, MHEJIOMY, ajuieprudeckuii puHnT, actMy, XOBJI (XpoHHYecKyto 0OCTpYKTUBHYIO 00-
JIe3Hb JIETKNX), YJIbLIEpaTUBHBIN KoyuT, Gpudpos nedenu, HBV (Bupyc renarura B), HCV (Bupyc remarura C),
HPV (Bupyc manumuiomsl 4emoBeka), RSV (pecmupaTopHbIil CHHIUTHATBHBINA BUPYC), SARS (TshKenblil ocTphIid
pecriupatopHslil cuaapom), HIV (Bupyc uMMyHoneduIiTa yenoBeka) Wi TpUIIL.

@ EBpa3suiickasi naTeHTHas opraHusaumsi, EAMB
Poccus, 109012, MockBa, Manblin Yepkacckuii nep., 2
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