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W ux conb, rae Ry, Ry, R;, Ry, Rs, m, n u p onpenenensr B HacTosmeM onmucaHuM. Taxoke pacKpbITHI
Cnoco0bI MPUMEHEHHs1 TAKUX COSIMHEHHH B KauyecTBE MHTHOMTOPOB mepenayd curHaios udepes Toll-
nonoOHble perenTopsl 7, 8 uiu 9 u dapmaneBTHYECKHE KOMITO3ULMH, COAEPIKAIIME TAKHE COCTMHEHHS.
OTH COEIMHEHHs MPUMEHHUMBI NP JICYEHUH BOCIIAJIUTEIbHBIX U ay TOMMMYHHbIX 3a00JIeBaHHH.

Id 0€SLE0



037530

CchLIKA HA POJACTBEHHBIE 3AABKH

ITo HacTOALUEH 3aABKE UCMPAIUIUBAETCS MPHUOPHUTET B COOTBETCTBUM C MHAMNCKONH NMpeaBapUTEILHOM 3as1B-
ko Ha maTteHT Ne 201611022328, moaanuok 29 mons 2016 r., u ¢ 3asBkoi Ha mateHt CIIIA Ne 15/635055, no-
JaHHOU 27 moHA 2017 r., KOTOpasA NOJTHOCTBIO BKIKOUCHA B HACTOAIIMN JOKYMEHT.

Omucanne

Hacrosmee n3zo0pereHue B 1eJI0M OTHOCHTCS K [1,2,4]TpHa3010[ 1,5 |mupHIMHHII3AMEIIEHHBIM HHIO b HBIM
COCIHHEHMSAM, MPUMEHUMBIM B KAUECTBE HHTHOUTOPOB Nepenayu curuanos yepes Toll-moxoOHble penenTops! 7,
8 wm 9 (TLR7, TLR8, TLRY9) wumu wux kxoMOuHauuu. B HacrosfmeMm JOKYMEHTE IPEJCTABJICHBI
[1,2,4]Tpuazono| 1,5 nHpUAMHHI3AMEILEHHBIC HHAOIbHBIE COCAUHCHUS, COACP)KALUE TAKHE COCIAUHEHUS KOM-
MO3MIMH M CIOCOOBI MX MpuMeHeHHA. Hacrosimee n300peTeHHe AOMOTHUTEILHO OTHOCHTCS K (papManeBTHUe-
CKHUM KOMIIO3HIHAM, COACPKALMM 0 MEHbIICH MEpPE OJHO M3 COCIUHECHHH B COOTBETCTBHM C HACTOSAIIMM H30-
OpeTeHHEM, KOTOPBIC MPUTOJHBI IS JICUCHUS COCTOSHHIMA, CBA3aHHBIX ¢ Moay asauuei TLR, Takux kak BocHamu-
TEJIbHBIE H AYTOHMMYHHBIE 3a00/1€BAHUS, U CIOCOOAM HHIHOMPOBAHMA aKTUBHOCTH TLR y Miexomnuraromero.

IMpencraBureu cemeiicTBa perentopos Toll/IL-1 ABAAHOTCA BAYKHBIMH PEryJIATOPAMU BOCHAJCHUS U pe-
3UCTEHTHOCTH X03siMHA. CemeicTBO Toll-moJoOHBIX pelenTopoB PacMoO3HAECT MOJEKYIAPHBIC MATTEPHBI, MOJY-
YEHHBIC U3 HH(PECKUHUOHHBIX OPTAaHHU3MOB, BKJIIOUAS B CeOs OakTepuu, rpuObl, mapa3uTsl H BUPYCHI (0030p mpen-
craneH B Kawai, T. et al., Nature Immunol, 11: 373-384 (2010)). CBa3bIBaHHE JIMTaHAA C PELENTOPOM HHIY LIH-
PYET AMMEPH3ALUIO U MOOHIH3ALHMIO 3JANTOPHBIX MOJIEKYJT B KOHCEPBATHBHBIN I[HTOIIA3MAaTHYCCKUH MOTHB B
peuernrope, Ha3piBacMoM aoMeHoM peuentopa Toll/IL-1 (TIR). 3a uckmouenuem TLR3, Bce TLR MoOumu3yrOT
agantopHyr mojekyty MyD88. Cemeiicteo peuentopoB IL-1 Taxke COOCPKUT LHUTOMIA3MATHYCCKHA MOTHB
TIR u mo6mmuszyer MyD88 mocne cea3siBaHus nuranaa (003op mpeacrasneH B Sims, J.E. et al., Nature Rev.
Immunol, 10: 89-102 (2010)).

Toll-momo6Hrie peuenTopsl (TLR) mpenctaBmssor coO0i CEeMEHCTBO 3BOJOLHOHHO KOHCCPBATHUBHBIX
TPAHCMEMOPAHHBIX BPOKICHHBIX MMMYHHBIX PELENTOPOB, KOTOPBIC YYACTBYIOT B NMEPBOH JMHUHM 3aIIUTHL. B
KA4eCTBE PELIENTOPOB PACMO3HABAHMA MATTEpHOB TLR 3aIMHUINAKOT OT Yy KEPOAHBIX MOJEKYJI, AKTHBUPOBAHHBIX
MATOTEH-ACCOLMHPOBAHHBIMU MOJIEKYJUIPHBIMH HatTepHaMu (PAMP), unu ot moBpekaACHHOH TKAHH, aKTHBH-
PYEMOI TUCTPECC-aCCOLMUPOBAHHBIMH MOJCKY IApHBIMH marrepHamMu (DAMP). Beuto macHTHQHUIHUPOBAHO B
obmieit cnoxHocTH 13 mpencrasuteneii cemerictea TLR, 10 y yenoBeka, KOTOpbIC OXBATHIBAKOT JHOO KJIECTOY-
HYIO TOBEPXHOCTb, JIMOO 3HAOCOMAIBbHBIH KoMmapTMeHT. TLR7-9 BxomAT B HaOOp PacHONOKEHHBIX 3HIOCO-
MajbHO MPEACTABUTENICH U OHU pearupyroT Ha oaHouenoyeuHyro PHK (TLR7 u TLR8) unu HeMeTUIHpOBaH-
Hyto onHouenoueuHyro JJHK, coaeprkagyro moTuel uro3uH-pochar-ryanus (CpG) (TLRY).

Axruamusa TLR7/8/9 Mo)keT HHULIMHPOBATh Pa3JIMYHBIC BOCHAIUTEIbHBIE PEAKIHHU (IIPOHU3BOACTBO LIUTO-
KHMHOB, aKTHBALMIO B-kietok u mpoussoacTeo IgG, oreer mHTepdepoHoB THNA [). B ciyuae ayTOMMMYHHBIX
HapylueHui abeppaHTHas ycroitunsas akruBauusd TLR7/8/9 nmpuBOaMT K yXyILICHHIO COCTOSTHUSA 3a001CBAHUA.
B 10 Bpems kak ceepxakcnpeccus TLR7 y Mplmei, kak ObLIO MOKA3aHO, YCYTyOIIeT ayTOUMMY HHOE 3a00/1CBa-
Hue, HOkayT TLR7 y MbIIIeH, kKak 0Ka3aa0Ch, IBISCTCS 3AIUTHBIM MPOTUB 3a00JICBAHUA Y CKIOHHBIX K BOTYAH-
ke Mbimeit MRL/Ipr. [IgotiHoi HokayT TLR7 1 9 moka3as JOMOTHUTCIBHYIO Yy YIICHHY 0 3aLIUTY .

[ToCckOJIbKY HA MHOTOYMCJICHHbBIE COCTOSIHHSA MOJKET OKAa3bIBaTh ONArOMPUATHOE JCHCTBHE JICUCHUE, BKITIO-
yarolee B ce0s MOIYJIALMIO IIMTOKUHOB, MPou3BoACTBO IFN u akTuBHOCTH B-KiIEeTOK, cpa3y CTaHOBHTCS Oue-
BUJHBIM, YTO HOBBIC COEIUHEHHA, criocoOHble MoaympoBate TLR7 w/wmu TLRS8, wumu TLRY, u crnocoObr
HNPUMCHEHHUS 3THX COCIHHECHHH MOTYT 00CCHEYHTh 3HAYUTCIIBHBIC TEPANICBTHUCCKUE MPEHMYIIECCTBA A1 IIHPO-
KOTO KPyTra NalyeHTOB.

Hacrosmee u300peTeHHE OTHOCUTCA K HOBOMY knaccy [1,2,4]tpuasono| 1, 5o mupuaAHHUI3aMEIICHHBIX HH-
JIOJIbHBIX COCIMHEHHUH, KOTOpble ABIAIOTCH JI(PQPECKTUBHBIMH HHTHOMTOPAMH IIEPEAAYH CHTHAJIOB uepe3
TLR7/8/9. 2Tu cOeAMHCHUA MPEIOCTABIAOTCSA B KAYSCTBE (DapMALICBTHUCCKUX MPEMAPATOB C XKEIATCIbHOM CTa-
OHIBHOCTBIO, OHOJOCTYITHOCTBIO, TEPANICBTHUECKHM HHICKCOM M 3HAUYCHHAMH TOKCHUHOCTH, KOTOPBIC BAYKHBI
JUI1 BO3MO>KHOCTH MX MPUMCHCHHS B KAUECTBE JICKAPCTBECHHBIX CPEACTB.

Kpartkoe packpbiTHe HACTOSIIEr0 H300peTeHHs

Hacrosmee u300peTeHHe OTHOCHTCS K COeAMHEHMAM (opMy sl (I), KOTOpbIE MPUMEHHMbI B KAYECTBE HH-
rHOMTOPOB nepenauyu curaanos yepes Toll-moaoOHeIi peuenrop 7, 8 WM 9 M MPUMEHUMBI 1A JICUCHHS Ay TO-
HMMYHHBIX 3a00JICBaHUI M XPOHHUCCKHUX BOCHATUTCIBHBIX 3200/ICBAHHI, MM HX CTCPCOH30MEpaAM, TayTOME-
paM, 1 (apMALEBTHYCCKU MMPUEMIIEMbIM COJIIM.

Hacrosmee nzo0pereHHe Takxke OTHOCHUTCA K (D)apMALEBTHYECKUM KOMIIO3HLMAM, COACpKauM (apma-
HEBTUYCCKH MPUEMIIEMBIH HOCHUTEIb U MO MEHBINECH Mepe OJHO M3 COCIMHCHHH MO HACTOSINEMY H300PETCHHIO
WM UX CTEPEOH30MEPHI, TAYTOMEPHI, WM (PapMaLIEBTHUECKU IIPHEMIIEMbIE COJIH.

B HacrosmeM H300pETEHUH TaKXKe PACcKPBIT criocod HHruouposaHus Toll-mono6Horo peuenropa 7, 8 wim
9, mpexyCMAaTPHBAKOILEMY BBEICHHUE HYKAAKOIUIEMYCS B TAKOM JICUCHHH CyOBEKTY TepameBTHYECKH I(PPEeKTUB-
HOTO KOJIMUYECTBA MO MEHbLICH MEPE OJHOTO M3 COCTHHEHHH MO HACTOALIEMY M300PETCHMIO WIIH HX CTEPEOH30-
MEpOB, TAYyTOMEPOB, W (hJapMALEBTHIECCKH IPHEMIIEMBIX COJCH.

Hacrosmiee n300peTeHHE TaKkKe OTHOCUTCA K CIOCOOY JICUCHHS Ay TOMMMYHHBIX M XPOHHUECKUX BOCIIAJH-
TEJIbHBIX 3a00JICBAHUH, IPETy CMATPHBAIOILEMY BBEICHHE HY KTAIOIIEMYCS B TAKOM JICUCHHH CyOBEKTY TEparnes-
THYECKH 3(PPEKTUBHOTO KOTHUYECTBA MO MEHBIICH MEPE OJHOTO M3 COCIMHCHHUH MO HACTOALIEMY H300pPETCHHIO

-1-



037530

WIIM UX CTEPEOM30MEPOB, TAYTOMEPOB, WK (apMaLleBTHUECKH ITPUEMIIEMBIX COJIEH.

Hacrosiee n300peTeHne Takske OTHOCUTCS K CIOCOOY JieueHUs 3a00J1€BaHUs UM HApYLIEHUs, CBA3aHHOTO
¢ aktuBHOCTBIO Toll-momoOHoro peuenrtopa 7, 8 wiu 9, npuuem crnocod npenycMaTpuBaeT BBEIEHHE HYKAalO-
IEMYCSl B ’TOM MJIEKOTMTAIOILIEMY 10 MEHbILIEH MEPE OHOTO U3 coequHeHUH Gopmybl (1) uinu ux conei.

B HacrositemM M300peTeHHH TaKKe PacKpbIT CMOCOO M MPOMEXYTOUHBIE COSTUHEHHS IS MOJTyYeHHs CO-
enuHeHuid popmybl (1), BKIrOYas B ce0st MX COJH.

Hacrosiee n3o0perenne Takxke OTHOCUTCS MO MEHBIIEH Mepe K OHOMY U3 coequHeHnH Gopmysl (1) umu
UX COJISIM, COJIbBATaM M MpPOJIEKapcTBaM JJIsl IPUMEHEHHS B Tepanuu.

Hacrosiee n3o0peTeHHe Takke OTHOCHTCS K MPHMEHEHHWIO M0 MEHbILEeH Mepe OOHOro M3 COeAMHEHHit
(opmyasl (1) wny ux coseit 11 U3roTOBIEHUS JIEKAPCTBEHHOTO CPEACTBA TS JIEUEHHUS MM MPO(UIAKTHKY CBS-
3aHHbIX ¢ Toll-nomo6HbIM penentopoM 7, 8 MK 9 cOCTOSHMIA, TAKUX KaK ay TOMMMYHHbIe 3a00J1€BaHKs U BOCTA-
JIUTEJIbHBIE 3200JIEBAHMUS.

Coenunenue Qopmyinsl (I) 1 komno3uuuu, conepsxaiie coeimHeHust GopMyasl (1), MOTYT OBITH UCTIONB-
30BaHbl AJIs IEUSHHUs], MPOPHUIAKTHKN MM YCTPAHEHUS Pa3IMYHbIX CBA3aHHbIX ¢ Toll-mono0HbIM penentopom 7,
8 unu 9 cocrosHuit. dapmaleBTHUECKHE KOMITO3ULUH, COAEPKALIME ITH COSTUHEHHS, IPUMEHUMBI IS Jieue-
HUSA, NPO(UIAKTHKY WM 3aMeUIeHHs MTPOTrpeccpoBaHus 3a00/eBaHMI UM HAPYLIEHHUH B pa3jIMuHbIX Teparnes-
THYECKUX 00J1aCTAX, TAKMX KaK ayTOMMMYHHbIE 3a00JI€BaHus U BOCTIAIMTE bHbIE 3a00J1€BaHUsL.

IToapodHoe onucaHHe HACTOSIIEro H300peTeHH s

[TepBblit acrekT HACTOAIIEr0 M300PETEHUsI OTHOCUTCS MO MEHbLIEH Mepe K OJJHOMY COeIHMHEHHUI0 (hopMy-

eI (1)

WJIM €r0 COJIH, TIE

R, mpencrasnser coboit -CH,CHj;, -CH(CH;), unu -CH,CHF;

Kaxaelid R, He3aBucumo mpencrasiser coboit F, Cl, -CN, -CH;, -CH,CHj;, -CH(CHj3),, -CF;, -CH,CN,
-CH,0OH, -CH,CH,0H, -CH(CH;3)OH, -C(CHj;),0OH, -OCH,CH,0OH, -OCHj;, -OCH,CH;, -OCH,CH(CH;),,
-OCHF,, -CH,0OCH;, -CH,0OCH,CH;, -OCH,CH,0OC(O)CH;, -NH,, -NH(CH,CHj), -NH(CH,CF;),
-NH(CH,C(CH;),0OH), -NHCH(dpenun), -NHS(O),(UKI0OTpONMI), HUKIONPONHI, MOPHOIUHUI, THMOKCOTHO-
MOP(GOJTHUHMI MJTH METHITHIIEPA3UHIT,

R; npenctasnset coboit H, C s ankui, C,; ropankun, C.; maHoaskui, C, sTHIPOKCHATKUIL,
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—CH,CH,OCH3, —-CH>2N(CHs),, ~CH2CH,NH(CH3), —C=N(NH.), -C(O)CHj3,

~C(0)CH(CH,CHs),, —C(0)CH,CFs3, ~C(0)CH,CH,0H, ~C(O)CH(CH5)OH,
—C(0)CHCH(CH3)OH, ~ —C(O)CH,C(CH3),0H, ~ -C(O)CH,CN,  —C(O)CH,CHCN,
—C(0)OC(CH3)s, ~ -C(O)CH,OCHs,  -C(O)CH,CH,OCH:,  —C(O)OCH,CH;NH,
~C(0)OCH,CH>N(CHs),, ~C(0)OCH,CH,N(CH>CHs),, ~C(0)CH,S(0),CHs,
~C(0)CH,CH,S(0),CH;, ~C(O)CH;NHS(0),CH, ~C(O)NH(CH,C(CHs)s),
~C(0)CH;NH(CHj), ~C(O)CH:NH(CH,CH3), ~C(0)CH,NH(CH,CH,CH),
—C(0)CH,NH(CH,CH,CH3),  —~C(O)CH,NH(CH(CHs);),  —C(O)CH,NH(CH,CH(CHs)y),
~C(0)CHNH(C(CHs)s), ~C(O)CH;N(CHs),, ~C(0)CH;N(CH;)(CH,CHs),
~C(0)CH;N(CH;3)(CH,CH;CH), ~C(0)CH:N(CH3)(CH(CHs)y),
~C(O)CH:N(CH3)(CH,CH(CHs)),  —~C(O)CHoN(CH:CHs),,  —C(O)CH>CH,NH(CH3),

—C(O)CH,CH:NH(CH2CH3), -C(O)CH.CHNH(CH>CH>CH3), —~C(O)CH2CH,NH(CH(CHs)),
—C(O)CH,CH:NH(CH2C(CH3)3), —C(O)CH2CHaN(CHs),, —C(O)CH2CHaN(CH3)(CH2CH3),

~C(0)CH,CH,N(CH;3)(CH,CH,CHs), ~C(0)CH>CH,N(CH3)(CH(CHs)y),
~C(0)CH(CH3)NH(CHs), ~C(0)CH;NH(CH,CN), ~C(0)CH,N(CH3)(CH,CH:CN),
~C(0)CHNH(CH,C(O)NH,), ~C(0)CH>N(CH;3)(CH,C(O)N(CHs)y),
~C(0)CH>CH>NH(CH>C(O)NH,), ~C(0)CH>CH,N(CH3)CH,C(O)N(CHs),,

~C(O)CH;NH(CH,CH>OH), ~C(O)CH:N(CH3)(CH:CH>0H), ~C(O)CH>CH;NH(CH,CH;0H),
~C(O)CH;CHoN(CH3)(CH:CH,0H),  ~C(O)CH:NH(CH,CH:F),  —C(O)CH:NH(CH:CF3),

~C(0)CH,CH,NH(CH,CHF), ~C(0)CH,NH(CH,CH,0CHj),
~C(0)CH;N(CH;3)(CH>CH;OCHj), ~C(0)CH>CH,NH(CH,CH,0CH3),
~C(0)CH,CH,N(CH;3)(CH,CH,OCHj), ~C(0)CH,N(CH,CH,0CH),,
~C(0)CH;CH,CH;S(O):NH:, -CH,C(O)NH,, —CH,C(O)NH(CH;), —CH,C(O)N(CH),
—CH,C(O)NH(CH,CH:), —CH,C(O)N(CH3)(CH,CHs), —CH,C(O)N(CH,CHs),,
~CH,C(O)NH(CH,CH,CHs), —CH,C(O)NH(CH(CHs),), —CH(CN)C(O)N(CHs),,

~CH>C(O)NH(CH>CH:CFs), ~-CH>C(O)N(CH3)(CH2CH>OH), —~CH>C(O)N(CH;3)(CHCH20H),
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—-CH,C(O)N(CH,CH3)(CH.CH,OH), —~CH,C(O)N(CH2CH,CH3)(CH2CH,OH),
—~CH2C(O)N(CH;)(CH2CH,CH,OH), —-CH,C(O)NH(CH,C(CH3),0H),
—CH>C(O)N(CH>CH(CH3)CH>CH3)(CH2CH20H), —CH,C(O)NH(CH2CH,CN),
—~CH2C(O)N(CH;)(CH2CH2CN), —-CH2C(O)N(CH;)(CH.CH,0CH3),
—CH(CH3)CH:8(0)2(CH.CH,CH,CH3), ~CH>CH>S(0):NH, -CH>CH,S(0):NH(CH3),
—-CH2CHS(0):N(CH3)a, —CH(CH3)CH»S(0):N(CH2CHj3)a, —CH,CH,NHS(0),CHs,
—CH,CH2N(CH3)S(0).CHs, —CH,C(O)NH(CH>CH,SCHj3), —C(O)NH(CH,CH;NH>),
~C(O)N(CH3)CH2CH2NHa, —C(O)NH(CH2CH2N(CHj3)y), —-C(O)NH(CH.CH,CH:NH2>),
—-CH,CHS(0)CH;, —CH,CH,CH2S8(0).CH3;, —CH(CH;3)CH»S(0)2CHs, —C(O)CH2(2-oxca-6-
azacnupo[ 3.3 renranun), —C(O)CHa(nunepa3uHOHUI), —C(O)CHa(nunepasunm),
—C(O)CHx(nunepuanum), —C(O)CHz(nupuMuauHm), —C(O)CHa(nupponuauxm),
—C(O)CHx(Terparuaponupanu), —C(O)CHa(rerpa3onua), —C(O)CHaz(tuazomnun),
—C(O)CH>CHa(a3enanmn), —C(O)CH,CHaz(azerununun),
—C(O)CH:2CHz(anokcorioMopdoauHmI), —C(O)CH2CHz(mopdonunmm),
—C(O)CH2CH»(nunepuanHOHMI), —C(O)CH,CHy(nunepuauHm),
—C(O)CH>CHa(nupponuanHOHm), —C(O)CH,CHx(nuppoananuu),
—C(O)CH2CH(CH3)(okceTaHun), —C(O)NH(rmunepuaunmn), —C(O)NH(nupponuaunu,
—C(O)CH:NH(uukmnonponun), —C(O)CHNH(unkno6yrun), —C(O)CH>NH(umknorexkcu),
—C(O)CH>NH(okceranun), —C(O)CH:N(CHj3)(umknonponui),
—C(O)CHaN(CHj3)(umkiorekcuan), —C(O)CH2CH>NH(unkjaoneHTu),
—C(O)CH,CH,NH(1umkorekcu), —C(O)CH>CH;N(CHj3)(umnkorekcun),
—C(O)CH2N(CH2CH,OH)(umknonponun), —C(O)CH>CH>N(CH2CH,OH)(umnknonpornun),
—C(O)CH2CH>NH(CHa(uukJonponun)), —C(O)CH2CH>NH(CHx(rerparuapodypanui)),
—C(O)CH2NH(CHx(uunkonporui)), —C(O)CH2NH(CHx(uuknorekcun)),
—C(O)CH2NH(CHax(terparuapodypanmuin)), —C(O)NH(CHz(nunepuanHun)),
—C(O)NH(CHz(nuppoauauHun)), —C(O)NH(CH2CHz(mopdoaunm)),
—-C(O)NH(CH2CHx(nunepa3sunun)), —C(O)NH(CH,CHa(numnepuanHu)),
—C(O)NH(CHCHx(nuppoauausun)), —C(0)O(azernauHm), —-C(0)O(nunepuanHm),
—C(O)O(nupponuauHum), —C(O)OCH2(azeTuaunu), C(O)OCH2(nunepuanHmm),
—C(O)OCH2(nmupponuanHum), —C(O)OCH,CH2(n10kcoTHOMOPGONHHIIT),
—C(0O)OCH:CHz(umuaazonin), —C(O)OCH,CH2(mopdonitum),
—C(0O)OCH:CHx(nunepa3uxui), —C(O)OCHCHa(nunepuannum),
—C(O)OCH:CH(nupponuanHu), —CHa(uunknonponun),
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—CHa(a1okcoTeTparnpoTHONUPAHHIT), —CHz(nmuaasonuan), —CHa(u30Kcazonui),
—CHa(mopdonuum), —CHa(okcanunazonun), —CH2z(okcazonun), —CHz(okceranmn),
—CHa(dpenmun), —CH»(niupasunun), —CHx(nupasonun), —CHa(nupunasunun),
—CHa(nupumuansm), —CHa(terpasonun), —CHy(Tnaguazonui), —CH>(tuazonun),

—CHa(tpuazononnn), —CHa(tpuasomun), —CH(CHs)(nupasomun), —CH(CHs)(nupunasunun),

—CH(CHs)(nupumMuanHmn), —CH>CH>(n1oxcou30THa30IMANHII), —CH(CN)(okceranun),
—CH(CH3)CH2S(0)2(mMopdonutmn), —CH(CH3)CH2S(0)a(nunepuannmn),
—CH,C(O)(mopdonunmn), —CH,C(O)(2-okca-6-a3acnupo[ 3.3 Jrenranmn),
—CH,C(O)(a3eruaunmin), —CHC(O)(nnokcnaoTnanuasuHaHm),
—CH>C(O)(anokcuaoTHa3onMaAMHIT), —CH>C(O)(anokcunotToMophoauHmm),
—CH,C(O)(anokcornomophonutu), —CH>C(O)(2-okca-6-azacnupo[3.3]rentanun),
—CH,C(O)(nunepa3suHOHMI), —CH,C(O)(nunepa3uxui), —CH,C(O)(nunepuautmn),
—CH,C(O)(nupponuaunun), —CH,C(O)NHCH(CH,CH,OH)(uuktomponun),
—CH»C(O)N(CH>CH»OH)(unk10npomnun), —CH,C(O)N(CH3)(unkaonpornui),
—CH,C(O)N(CHs)(terparuapodypaHu), —CH>C(O)N(CHs)(TeTparuaponupasu),
—CH,C(O)N(CH3)CH,CH(uukioneHTu), —CH,C(O)N(CH3)CH,CHa(nnpazonmun),

—CH,C(O)NH(azeruaunun), —CH>C(O)NH(CHz(okceranun)), —CH>C(O)NH(uuknodyTin),
—CH,C(O)NH(unknonponuia), -CH2C(O)NH(okceranunn), ~CH2C(O)NH(TeTparuaponupanm),
—CH2CH:S(O)2(Mopdonunmn) nnu —CH2CHS(0)a2(dennn);

Kaxabiid Ry HezaBucumo npencrapnset coboii F, -OH, C\,ankun wmu -OCHs; unu nBa R, npucoennxes-
HBIC K TOMY K€ aTOMY yrijiepoja, o0pa3yroT =O; WM rZie, €ClTH m NpeACTaBiIseT co00i Mo MEHbBIICH Mepe 2, TBa
Ry, KaskIpIii NPUCOEAMHEHHBIN K OTJTHYHOMY aTOMY YTJIEpPOAa, CMEKHOMY ¢ aTOMOM a30Ta B MUMEPHUIUHHIBHOM
KOJIbLIE, MOTYT 00pa3oBbiBaTh MOCTHK -CH,CH,-;
kaxbiid Rs HezaBucumo npeacrassiet coboii F, Cl, -CN, Cankun, C,dropankun wiu -OCHs;
m npeAcTaBiseT codoit HoMb, 1, 2, 3;
N MPEACTABIIACT COOOM HOJIb, U
p NpeacTaBiseT co00i HOMb, 1 wu 2.
Bropoii acniekT HacTosIIero H300peTeHHs: OTHOCUTCS MO MEHbBIIEH Mepe K OAHOMY COE€AMHEHHUIO (hOPMYJIBI
(I) unum ero couib, rae
R, npencrasnser coboit -CH(CHj3),;
kaxablid R, He3aBucumo npenacrapaset coboi -CHj;, -OCH; wnu -CH,OCHj;
R; npencraenser coboit
H, -CH(CHs),, —CH(CHj);, —CH2CH(CHs3);, —CH2CN,
—CH,CH,CN, -CH>CH,CH,CN, -CH:;C(CH3);OH, -C(O)CHs, -C(O)CH(CH,CHs),,
~C(0)CH,0CH;, ~C(0)CH,CH,OCH3, ~C(0)CH,CH(CH;3)OH, ~C(O)CH,CN,
-C(O)CHCH,CN, —C(O)CH(CH3)NH(CH3), —C(O)CH:NH(CH3), —C(O)CH:N(CH3)a,
~C(O)CH;NHCH,CH,CHj, ~C(O)CH,NHCH(CH3),, ~C(O)CH,NHC(CHj)s,
—C(O)CH;N(CH3)CH(CH3)a, —C(O)CH;NHCH,CH,OCH3, —CH2C(O)NH3,
—CH,C(O)NH(CHj), ~CH,C(O)N(CH3)CH,CHs, ~CH,C(O)NHCH,CH,CHs,
~CH,C(O)NH(CH(CHs)2), —~CH>C(O)N(CHs);, ~CH2C(O)N(CH,CHs),, —CH,CH,S(0).CHs,
—CH;CH>S(0)2NH>, —CH>C(O)NH(uukno0yThm), —CH,C(O)NH(uuknonpomnun),
—CH;C(O)NH(MeTHIOKCETaHUIT), —CHC(O)N(CH3)(umkaonpomnu), OKCETaHMUJI,

TeTparuaponupaHun, auokcorerparuaporuonupanun, —CHz(okcasonun), —CHaz(mupaszonun),

—CHa(rerpazonun),  —CHy(tpuazonun),  —CHa(meruntpuasomun), —CH>C(O)(2-okca-6-

azacriupo[3.3]rentanun), —CH>C(O)(azerununun), —CH2C(O)(aroxcunoTHaauazuHaHu),
—CH,C(O)(auoxcunotuomopHonuHmm), —CH,C(O)(mopdonunum),
—CH,C(O)(MeToKCHITHINUTIEPa3HHUI), —CH,C(O)(munepununun),
—CH,C(O)(runpoKCHIUnepuauHuI), —CH,C(O)(nupponuauxun),
—CH,C(O)(runpOoKCUITUPPOTHANHII), —C(O)(azeruaunun), —C(O)(METUILHKIONPONHIT),

—C(O)(merunokceranun) unu —C(O)CHz(Mopdonunun);

m MpeaCcTaBIseT COO0H HOJIb,
N NMpeACTaBIAET COO0H HOMBb U
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p NpeJcTaBiseT co00M HOJb, 1 nm 2.

OjuH BapuaHT OCYIIECTBIICHUS OTHOCUTCS K coequHeHUI0 (opmysl (1) wmm ero comm, rae R; mpencrasis-
et co0oit H, C,.¢ ankun, C3 ¢propankun, C 3 mpanoankui, C;¢ ruapokcuankui, C 3 THAPOKCU(TOPATTKIIL.

OnuH BapyaHT OCYIIECTBIICHHUS OTHOCUTCS K coeTUHCHUIO hopmybl (1) wiu ero cosu, rae

R, npencrasnsier co6oit -CH(CH3),;

kaxabiii R, HezaBucumo BeiOpan u3 F, CL, -CN, -CH; unu -CF;,

R3 NpEaACTaBIACT co0oit -CHch, 'CHZC(CH:;)ZOH’ -C(O)CHzNH(CH3), -C(O)CHzN(CH3)2,
-CHzc(O)N(CH3)2 501051 -CH2CH28(0)2CH3,

m MpeaCcTaBIseT cOO0M HOJb,

N MpeAcTaBsieT co00i HOMMb U

p npeacrasisieT co6oif 1 umm 2.

OpauH BapUaHT OCYIIECTBICHHUS OTHOCHTCS K coeluHeHHIO (opmyisl (I) wiam ero conu, rae coeauHEHHE
XapaKTePU3yeTCs OHO U3 CIIEAYIONIMX CTPYKTYP:

o Rk o /(R4)m
~ 3N, Y
SNTA Ry N Ry CHs
X — S —
| ) \ =N | b \ /=N
/N N 2N N
Rshn N (1) Rshn NT (12
Rem
R3o .~
N R, OCH;,
~ —
> =
Vol N
(1-3) (Rs)n NT (14)
" /<R4>m
3N, Y
N Ry CHy CH,
S \ —

(1-5) Rshn N (L6).

B Hacrosmuii BapHaHT OCYIIECTBICHHMS BKJIIOYEHBI COCIMHEHHUS, B KOTOPBIX R, mpenacraBiser co0oif
-CH(CHs),.

OnuH BapuaHT OCYILECTBJIEHUSI OTHOCUTCS K coeAMHEHUI0 (GopmyJsl (1) uim ero conu, rae

R; npeacrasnsger coboit
H, -CH(CHs),, —CH(CHs),, ~CH>CH(CHs),, —CH:CN,

-CH,CH.CN, -CH,CH,CH.CN, -CH>C(CH3),0H, -C(O)CHs;, -C(O)CH(CH.CHs),,
-C(0)CH,OCHs, -C(0)CHCH,OCH3, —C(0)CH2CH(CH3)0H, —C(O)CH2CN,
-C(O)CHCH2CN,  —C(O)CH(CH3)NH(CHs), —C(O)CHaNH(CH3), —C(O)CHaN(CHs)y,
—-C(O)CH2NHCH,CH,CH3, —C(O)CH:NHCH(CHs)a, —C(O)CH2NHC(CH3)s3,
—C(O)CH2N(CH3)CH(CHs)a, —C(O)CH,NHCH>CH,OCHjs, —CH,C(O)NH,,
-CH>C(O)NH(CH3), —CHC(O)N(CH3)CH,CHj, —CH,C(O)NHCH,CH,CH3,
—CH>C(O)NH(CH(CHj3)2), —CH2C(O)N(CH3)2, —CH>C(O)N(CH2CHs),, —CH2CH2S(0)2CH3,
—CH2CH,S(0):NH3, —CH>C(O)NH(uunknobytun), —~CH>C(O)NH(uukonponun),
—CH,C(O)NH(meTunokceranuun), —CH,C(O)N(CH3)(umkaonponui), OKCETaHuI,
TETparuaponupaHui, auokcorerparuaporuonupanun, —CHy(okcazomun), —CHa(nupasonun),

—CHa(rerpazonun),  —CHa(tpuazomun), —CHa(metuntpuazonun), —CH,C(O)(2-okca-6-

azacriupo[3.3]renranun), —CHC(O)(azeruaunun), —CH>C(O)(auokcuaoTuaauasuHaHu),
—CH,C(O)(aunoxkcunornomopd onuHmI), —CH,C(O)(mopdonunm),
—CH:C(O)(MeTOKCHITHIIUIIEPA3HHII), —CH,C(O)(nunepuaunmn),
—CH,C(O)(ruapoKCHITHIIEPHIHHIIT), —CH,C(O)(nupponuausu),
—CH,C(O)(ruapoKCHITUPPOTHAMHII), —C(O)(azerununun), —C(O)(MeTHILHKIONPOHIT),

—C(O)(merunokceranuin) unu —C(O)CHz(Mopdonunumn);

u Ry, Ry, Ry, Rs, m, n u p onpeesieHsl B nepBoM acriekre. B HacTosmuii BapuaHT OCYIIECTBICHUS BKITIO-
YeHbl COCIMHEHHUS, B KOTOPHIX KaxIplii R, He3aBucumo mpenacrasiser coboit F, -CN, -OH, C,, ankun wmm
-(CHy)¢.10(C ., anxun); p opeacraBiseT co00ii HOMb, 1 wau 2. B HacToALMiA BapHaHT OCYLIECTBICHHUS BKITIOYE-
HbI COEIMHEHUS, B KOTOPBIX KaXIbli R, He3aBucuMo nipeacTasisier co6oit -CH;, -OCH; umu -CH,OCH;.

OpuH BapHaHT OCYIIECTBICHUS OTHOCUTCS K COeTUHEHUIO (opmyisl (I) MK ero conu, rae ykasaHHOE CO-
€IMHEHUE XapaKTepu3yeTcst CTpYKTypoit hopmysr (I-1)

-6 -
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u Ry, R3, Ry, Rs, m u n onpenenens B nepBoM WM BO BTOPOM acnekTe. B HacTosuuii BapuaHT oCylIecTB-
JICHUS BKJIIOYEHBI COeTUHEHUS, B KOTOpBIX R mpencrasisier co6oit -CHCH; wnn -CH(CHj3),. B Hacrosimii Ba-
PHAHT OCYILIECTBICHUS BKIFOUEHBI COEMHEHUS, B KOTOPBIX

R; mpencraBaser co6oit H, -CH;, -CH(CH;),, -CH,CHF, -CH,CH,OH, -CH,C(O)NH,,
-CH,C(O)NH(CH3;), -CH,C(O)NH(CHj), -CH,C(O)N(CHj3),, -CH,C(CHj),0H, -C(O)CH,S(0),CHs,
-C(O)CH,NH(CHj3), -C(O)CH,N(CHj3),, -C(O)CH,CH(CH3)OH.

Tarke B HACTOAIIMI BapUaHT OCYIIECTBJICHUS BKIIOYCHBI COSAMHCHUS, B KOTOPhIX R mpeacTaBiseT co-
o6oii -CH(CH3),.

OjuH BapHaHT OCYIIECTBICHUS OTHOCUTCS K COeTUHEHUIO (popmyisl (I) MM ero cony, rae yka3aHHOE CO-

€IMHEHUE MPEICTABIISET COOOM
6-(3-uzonponun-5-(nunepuaus-4-wn)-1H-unnon-2-un)-[ 1,2,4]rpuasono[ 1,5-a]nupunun (1);

1-(4-(2<([1,2,4]rpuazono[ 1,5-a]mupunus-6-un)-3-uzonponun- 1 H-uanon-5-un)nunepunus- 1-u)
-2-(MeTHIaMHHO)3TaH-1-0H 47),
1-(4-(2-([1,2,4]rpuazono[ 1,5-a]mupuann-6-un)-3-uzonponun-1 H-uanon-S-un)nunepunun-1-n)
-2-(QMMETHIIAMHHO)3TaH- 1 -0H (51);
(S)-1-(4-(2-([1,2,4]rpuazono[ 1,5-a]mupuaun-6-un)-3-usonponun-1H-unnon-5-un)nunepunnu-1-
un)-3-ruipokcudyTan-1-oH (53);
6-(3-3T1n-5-(munepuaun-4-un)-1H-unpon-2-un)-[ 1,2, 4]rpuazono[ 1,5-ajnupuaus (121);
2-(4-(2-([1,2,4]rpuazono[ 1,5-a]mupunun-6-un)-3-uzonponun- 1 H-unnon-5-un)nunepuaus- 1-um)
-N,N-muMeTHnaneTaMun (164);
2-(4-(2-([1,2,4]rpuazono[ 1,5-a]mupunun-6-un)-3-uzonponun- 1 H-unnon-5-un)nunepuaus- 1-um)

-N-merunaueramun (240),
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1-(4-(2-([1,2,4]rpuazono[ 1,5-a]mupuann-6-nn)-3-usonponui- 1 H-uanon-5-un)nunepuans- 1 -1)
-2-MeTHNpPONaH-2-0J1 (241);
2-(4-(2<([1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)-3-usonponun-1 H-unnon-5-un)nunepuaun-1-mm)
-N-meTunaueramun (242);
6-(3-uzonpomnui-5-(1-merunnunepuaus-4-un)-1H-unnon-2-un)-[ 1,2,4]rpuazono( 1,5-a]nupunnx
(350),
6-(3-uzonpomnui-5-(1-(rerparuapo-2H-nupan-4-un)nunepuaun-4-un)-1H-uanon-2-un)-[1,2,4]
TpHazono[1,5-alnupunun (351);

6-(3-uzonpomnui-5-(1-(oxceran-3-un)nunepunun-4-un)-1H-unnon-2-un)-[ 1,2,4Jrpuasono[ 1,5-a]

MUPUIAMH (352),
6-(3-uzonponun-5-(1-((1-merun-1H-1,2,4-rprazon-3-un)merun)nunepuans-4-un)-1H-unnon-2-
un)-[1,2,4]rpuazono[ 1,5-a]nupunun (353);
6-(3-uzonponui-5-(1-(rerparuapo-2H-nupan-3-un)nunepuans-4-un)-1H-unnon-2-un)-[1,2,4]
Tpuasonol 1,5-a]nupunun (354);
6-(3-u3onpomnui-5-(1-(rerparuapodypan-3-un)nunepunann-4-un)- 1 H-unnon-2-un)-[ 1,2,4]
Tpuasonol 1,5-a]nupunun (355);
2-(4-(2+([1,2,4]rpuazonol 1,5-a]nupunnn-6-un)-3-uzonponui- 1 H-ungon-5-nn)nunepuaus- 1 -m)
sTaH-1-o1 (356); 6-(3-uzonpomnui-5-(1-(okceran-3-
unMetun)nunepuanH-4-un)-1H-unnon-2-un)-[ 1,2,4]rpuasono[ 1,5-a]Jnupunux (358),

6-(3-u3onponui-5-(1-((2-MeToKCHMUPUMHAMH-5-WT)MeTHI ) nunepuanH-4-un)-1 H-unnon-2-un)-
[1,2,4]rpuasono[1,5-a]nupunux (359),
2-(4-(2+([1,2,4]rpuazonol 1,5-a]nupunnn-6-un)-3-uzonponun- 1 H-uaaon-5-nn)nunepuaus- 1 -m)
aueTaMua (360),
3-((4-(2-([1,2,4]rpuazono[ 1,5-a]nupuamun-6-un)-3-uzonponui-1 H-unnon-5-un)munepuans-1-
HJT)METHIT)-5-MEeTHITU30KCa30J1 (361),
4-((4-(2~([1,2,4]rpuazomno[ 1,5-a]nupuauH-6-un)-3-uzonponun-1 H-nuunon-5-un)nunepuaus-1-
WJT)METUIT)-2-U30MPONUITHA3O (362),
6-(3-u3onponui-5-(1-((1-nponun-1H-nupason-4-un)merun)nunepuant-4-uin)- 1 H-unnon-2-un)-
[1,2,4]rpuasono[1,5-a]nupunux (363);
6-(5-(1-((3,5-numerun-1H-nupazon-4-un)MeTin)nunepuaut-4-un)-3-uzonponui- 1 H-ungon-2-
un)-[1,2,4]rpuazono[ 1,5-a]nupuaun (364),
6-(5-(1-((1H-1,2,3-tpuazon-4-un)MeTun)nunepuant-4-un)-3-usonponui-1 H-unnon-2-un)-[1,2,
4]rpuasono[1,5-a]lnupuaux (365);
6-(5-(1-((1-(unknonponunmerun)- 1 H-nupazon-3-un)merun)nunepuamus-4-un)-3-uzonponun-1H

-uHpoa-2-un)-[1,2,4]rpuasono( 1,5-a]mupunun (366);
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6-(3-usonpomnui-5-(1-((1-merun-1H-1,2,3-tpnazon-4-un)merun)nunepuans-4-un)-1H-unnon-2-
un)-[1,2,4]rpuaszono| 1,5-a]nupuaun (367);
6-(3-uzonponui-S-(1-((5-merokcu-1,3-numernn- 1 H-nupason-4-un)merun)nunepuaus-4-un)- 1 H
-uHaon-2-un)-[1,2,4]tpuasonol 1, 5-alnupuamux (368);
5-((4-(2-([1,2,4]rpuazonol 1,5-a]Jmupuanun-6-ui)-3-usonponui-1 H-unnon-5-un)nunepuams-1-
WI)MeTH)-2,4-TUMETHITHA30JT (369),
4-((4-(2-([1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)-3-uzonponui-1 H-uagon-5-un)nunepunun-1-
WIT)METHI)-3, 5-IMMETHITH30KCa30 (370),
6-(5-(1-((1,3-numernn-1H-nupazon-4-un)Merun)nunepuans-4-un)-3-usonponui- 1 H-unnon-2-
un)-[1,2,4]rpuazono 1,5-a]nupuaux (371,
4-((4-(2-([1,2,4]rpuazono[ 1,5-a]nupunun-6-un)-3-u3onponui-1H-ungon-5-un)nunepunun-1-
MIT)METHI)-2,5-TMMETHIIOKCa30J1 (372),
6-(5-(1-((1,3-numerun-1H-nupazon-5-un)Merun)nunepuans-4-uin)-3-usonponui- | H-unnon-2-
un)-[1,2,4]rpuazono[ 1,5-a]nupuaux (373);
2-((4-(2-([1,2,4]Tpuazono[ 1,5-a]mupuaun-6-un)-3-uzonponun-1 H-unnon-5S-um)nunepuans-1-
HIT)METHIT)THA30N (374);
6-(3-u3onponun-5-(1-((1-uzonponun-1H-nupazon-4-un)merun)nunepuaun-4-un)-1H-unnon-2-
un)-[1,2,4]rpuazono[ 1,5-a]nupuaux (375),
6-(3-uzonponui-5-(1-((1-merun-1H-nupazon-4-un)merun)nunepuaun-4-un)- 1 H-unnon-2-un)-
[1,2,4]rpuazono[ 1,5-a]nupunun (376),
5-((4-(2-([1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)-3-usonponui-1 H-unnon-S-un)nunepuans-1-
MJT)METHIT) THA30 377),
4-((4-(2-([1,2,4]rpuazomno[ 1,5-a]nupuaun-6-un)-3-uzonponui-1 H-unaon-5-un)nunepunuu-1-
WJT)METUIT)-2-MeTHJIOKCa3011 (378),
6-(5-(1-((1H-nupason-S-un)mernn)nunepuant-4-1ui)-3-uzonponun- 1 H-uunon-2-nn)-[ 1,2,4]
Tpuaszono[ 1,5-a]nupunux (379),
6-(3-uzonpomnui-5-(1-((3-merun-1H-nupazon-4-un)merun)nunepuann-4-un)- 1 H-uanon-2-un)-
[1,2,4]tpuazono[ 1,5-a]nupunun (380);
6-(3-uzonpormn-5-(1-((1-merun-1H-nupaszon-3-un)mernn)nunepuant-4-un)- 1 H-unon-2-nn)-
[1,2,4]rpuazono[ 1,5-a]nupunun (381);
6-(5-(1-((1-3tin-1H-nupason-3-un)merun)nunepuaus-4-un)-3-uzonponui- 1 H-unpon-2-un)-[ 1,
2,4]rpuazono[1,5-aJnupuaux (382);
2-((4-(2-([1,2,4]puazono[ 1,5-a]mupuauH-6-un)-3-uzonponui-1 H-unpon-S-un)nunepuaus-1 -
WJT)METHI )-5-MeTUITHA30] (383);
4-((4-(2-([1,2,4]rpuazomno[ 1,5-a]nupuaun-6-un)-3-uzonponui-1 H-unaon-5-un)nunepuauu-1-
WMIT)METHIT)OKCA30M (384),
6-(3-uzonponun-S-(1-u3onponunnunepuaud-4-un)-1H-unnon-2-un)-[1,2,4]rpuazonol 1,5-a]
MUPHUINH (536);
4-(4-(2~([1,2,4]Tpunazonol 1,5-a]mupuanH-6-un)-3-uzonponui- 1 H-unnon-5-un)nunepuans-1-
KapOOHMI)-1-MeTHINHPPOIUANH-2-OH (601);
1-(4-(2-([1,2,4]Tpnazonol 1,5-a]mupuaun-6-mn)-3-uszonponui- 1 H-unnon-S-un) nunepuaus- 1 -um)
-2-(MeruncyabhoHmI)ITaH- 1 -0H (619) WU
1-(4-(2-([1,2,4]Tpunazonol 1,5-a]nupuauH-6-un)-3-uzonponun-1 H-unnon-S-un)nunepuaus- 1 -un)
-3-(okceran-3-un)oytan-1-ou (713).

OnuH BapUaHT OCYIIECTBJIEHHs OTHOCUTCS K coequHeHuto Gpopmyusl (I) nnu ero conu, rae

yKa3aHHOE COeMHEeHHEe XapaKTepusyercs: CTpyktypoit popmyust (I-2):
(Ra)m
/A

Ra<
SN
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u Ry, R3, Ry, Rs, m u n onpeneneHsl B IEpBOM MJIM BO BTOPOM aCTIEKTE.
B Hacrosmui BapHaHT OCYLIECTBIICHHUS BKIIIOYEHBI COEIMHEHUS, B KOTOPBIX
R, npencrasnser coboit -CH(CHs3),. B HacTosmmii BapuaHT OCYIIECTBJICHHS BKIIOUCHBI COSAMHEHHUS, B
koTtopeix R; mpencraBnser coboit  H, Cjmmanoankun, -CH,C(CH;),0H, -CH,C(O)NH(CH;),
-CH,C(O)N(CH;),,  -CH,C(O)NH(CH,CH3),  -CH,C(O)NH(CH(CH;),),  -CH,C(O)N(CH;)(CH,CHs),
-CH,C(O)N(CH,CH3),,  -CH,C(O)N(CH;)(CH,CH,OH),  -CH,CH,S(0),CH;,  -CH(CH;)CH,S(0),CH;,
-CH,CH,S(0),NH,, -CH,CH,S(0),NH(CH3), -CH,CH,S(0),N(CH;),, -CH,CH,NHS(0),CH;, -C(O)CH,CN.
Takxke B HACTOAIIMH BAapHAaHT OCYIUECTBJICHUS BKIIIOUEHBI COCIUHEHMs, B KOTOPHIX R; mpencrasniser coboi
-CH(CH,),.
OnuH BapUaHT OCYIIECTBIICHHS OTHOCUTCS K coemuHeHuto Gopmyisl (1) uiiu ero comu, riae ykasaHHOE CO-
eIMHEHHE NPECTABIIET COO0U
6-(3-uzonponun-5-(nunepuaus-4-un)-1H-unnon-2-un)-7-merun-[ 1,2, 4]tpuaszono[ 1,5-a]
NUPUAHH 3);
3-(4-(3-uzonponun-2-(7-merun-[1,2,4]rpuazonol 1,5-a]nupuans-6-un)- 1 H-unnon-5-un)
NUNepUANH-1-111)-3-0KCONPONaHOHUTPHIT (49);
2-(4-(3-uzonponui-2-(7-metun-[ 1,2,4]rpuazono[ 1,5-a]nupunnn-6-un)-1H-unnon-5-un)
NUMNepHanH-1-un)stan-1-cynsponamun (180),
2-(4-(3-m3omponuin-2-(7-merun-[1,2,4Jrpuasono[ 1,5-a]Jnupuann-6-un)-1H-unnon-5-mmn)

NUNEePUANH-1-1T)aLeTOHUTPUI (181),
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1-(4-(3-m3onponui-2-(7-merun-[ 1,2,4}rpuasono[ 1,5-a]mupuaun-6-un)- 1H-unnon-5-m)
MUNEPUANH- 1 -UJT)-2-MeTHANPONaH-2-0J1 (182);
2-(4-(3-uzonponun-2-(7-merun-[1,2,4}rpuazono[ 1,5-a]Jnupuann-6-un)-1H-unnon-5-un)
nunepuauH-1-nn)sran-1-cyasponamun (183);
2-(4-(3-uzonponun-2-(7-merun-[ 1,2,4Jrpuasono( 1,5-a]Jnupuanu-6-un)-1H-unnon-5-un)
nunepuaut-1-nn)-N-metunstas-1-cyneposamun (184);
2-(4-(3-uzonponun-2-(7-merun-[ 1,2,4Jrpuazono( 1,5-a]nupuanu-6-un)-1H-unnon-5-un)
nunepuaut-1-un)-N,N-qumerunstau-1-cynbhonamun (185);
1-((4-(3-uzonponun-2-(7-merun-[ 1,2,4]rpuazono[ 1,5-a]nupunun-6-un)-1H-unnomn-5-un)
NUNepUANH-1-1I)METHII)IHKJIONPONaH-1-kapOOHUTPHIT (186);
1-((4-(3-u3onponun-2-(7-merun-[ 1,2,4]tpuazonol 1,5-alnupuaun-6-un)-1H-unnon-5-umn)
MUTEPHANH- 1 -UII)METHIT ) IMKJIONPONaH- 1-kapOoHUTpu (187),
3-(4-(3-uzonponun-2-(7-merun-[ 1,2,4]rpuaszono[ 1,5-a]nupuaun-6-mn)- 1H-unnon-5-nm)
MUNEPHANH- 1 -NIT)TPONaHOHUTPUIT (188);
N-(2-(4-(3-m3onponun-2-(7-merun-[ 1,2,4]rpuasono[ 1,5-a]mupuaun-6-mn)-1H-unnon-5-mn)
MUMEPHANH-1-UI)3THI)MeTaHCY IbHOHAMU (189);
2-(4-(3-u3onponun-2-(7-merun-[ 1,2,4]rpuazono[ 1,5-a]Jnupuanu-6-un)-1H-unnon-5-nn)
nunepuanH-1-un)-N-merTunaneraMmua (190);
2-(4-(3-uzonponun-2-(7-merun-[ 1,2,4]rpuazono[ 1,5-a]Jnupunnu-6-un)-1H-unnon-5-n)
nunepuanH-1-ui)-N,N-qiumMeTnnaneraMug (191);
6-(3-uzonponui-5-(1-(okceran-3-un)nunepuaus-4-uin)-1H-unnon-2-un)-7-merun-[ 1,2,4]
Tpuasosno[1,5-a]mupunux (441),
6-(3-uzonponui-5-(1-((2-MeTOKCUMTUPUMUANH-5-UT)MeTUI ) TunepuauH-4-un)- 1 H-unnon-2-un)-
7-merun-[1,2,4]rpuasono[ 1,5-a]nupuamux (442);
6-(3-u3onponun-5-(1-(terparuapo-2H-nupan-4-un)nunepunns-4-un)-1H-unnon-2-un)-7-metun
-[1,2,4]Tpuasono[ 1,5-a]nupuaux (443);
6-(3-u3onponun-5-(1-((1-merun-1H-nupaszon-5-un)merun)nunepuans-4-un)-1H-unnon-2-un)-7
-metun-[1,2,4]tpuazono(1,5-a]nupunux (444),
6-(3-uzonponui-5-(1-((1-merun-1H-nupaszon-3-un)merun)nunepuaun-4-un)- 1 H-ungon-2-un)-7
-metin-[1,2,4]tpuazonol1,5-a]nupunix (445);,
2-((4-(3-uzonponun-2-(7-merun-[ 1,2,4]tpnazonol 1,5-aJnupunun-6-un)-1H-unnon-5-umn)
NUNEePUANH-1-HIT)METHI)OKCa30I (446),
6-(3-n3onponui-5-(1-((4-merun-4H-1,2,4-rpuason-3-un)Merun)nunepunun-4-mn)-1H-uunon-2-
un)-7-metuin-[ 1,2, 4]rpuasosno[ 1,5-a]nupuaun (447),

6-(5-(1-((1H-nupazon-S-mn)MeTin) munepuanH-4-un)-3-uzonponui- 1 H-unnon-2-umn)-7-metus-
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[1,2,4]rpuazono[1,5-a]nupuaux (448);
6-(3-uzonponun-5-(1-((1-merun-1H-1,2,3-rpuazon-4-un)merun)nunepuaun-4-mn)- 1 H-uunon-2-
un)-7-metun-[1,2,4]rpuazonol 1,5-a]nupuaun (449);
5-((4-(3-uzonponun-2-(7-metun-[ 1,2,4]tpuazono[ 1,5-a]Jnupunun-6-un)-1H-unnon-5-umn)
MUNEPUINH-1-1IT)METHIT) THA301 (450, 6-(5-(1-((1H-1,2,3-Tpuazon-5-umn)
MeTHJ)unepuanH-4-un)-3-u3onponi-1H-unnon-2-un)-7-metun-[ 1,2,4]rpuasonol[ 1,5-a]
MUPUIUH (451); 6-(3-m3onponui-S-(1-(mupumMuanH-5-
unmerun)nunepuanH-4-un)-1H-unpon-2-un)-7-merun-[1,2,4]rpuazono[ 1,5-a]nupuaun  (452);,
3-((4-(3-uzonponun-2-(7-metun-[ 1,2,4]rpuazono[ 1,5-a]mupuaus-6-un)-1H-unnon-5-umn)
MUNEPUAMH-1-um)MeTun)-5-meTunuzokcason  (453); 6-(3-uzonponun-5-(1-(nupuMuaNH-2-
unmerun)nunepuanH-4-un)-1H-unnon-2-un)-7-merun-[1,2,4]rpuazono[ 1,5-a]mupuaun  (454);,
4-(4-(3-uzonponun-2-(7-merun-[1,2,4rpuazono[ 1,5-a]nupuaun-6-mn)-1 H-unnon-5-mn)
nunepuauH-1-mn)rerparuapo-2H-tnonupas-1,1-nuokcun (455);
6-(5-(1-((4,6-011IMeTOKCUITUPUMH IUH-2-HJT)METHI )TUNepuanH-4-11)-3-u3onponui-1 H-unnon-2-
un)-7-metun-[1,2,4]rpuazonol 1,5-a]nupunun (456);
6-(3-uzonponun-5-(1-((1-merun-1H-1,2,4-tprazon-3-un)merun) nunepuaus-4-un)-1H-unnon-2-
un)-7-metun-[1,2,4]rpuazono| 1,5-a]nupunun (457);
2-((4-(3-u3onpomun-2-(7-merun-[1,2,4]rpuaszono[ 1,5-a]nupunun-6-un)-1H-unnon-5-un)
NUNepUAUH-1-un)merun)-1,3,4-okcaguason (458);
6-(5-(1-((1H-1,2,4-tpuazon-S-un)merun)nunepuann-4-mn)-3-uzonponui-1 H-unnon-2-um)-7-
metun-[1,2,4]tpuazono[ 1,5-a]nupunun (459);
3-(4-(3-m3omponun-2-(7-merun-[ 1,2, 4 rpuazono[ 1,5-a]Jnupuann-6-un)- 1 H-unnon-5-mn)
nunepuauH-1-un)rerparuaporuoden-1,1-nuokcun (460); 6-(3-usonponun-5-(1-(mupunasuy-3-
unMetun)nunepuauH-4-un)- 1 H-unnon-2-un)-7-metun-[ 1,2,4]tpuazono[ 1,5-ajmupunun  ((461);
3-(4-(3-m3onponun-2-(7-merun-[1,2,4rpuazono[ 1,5-a]nupuann-6-un)-1 H-unnon-5-mn)
MUIMEePUANH-1-11)0yTAHOHUTPHUI (462),
6-(3-uzonponun-5-(1-((2-MeTHNIMUPUMHUINH-5-1IT)MeTUN ) TunepuanH-4-uin)-1 H-unnon-2-un)-7-
Mmertun-[1,2,4]rpuazono[ 1,5-a]nupunaux (463);
6-(3-uzonponun-5-(1-(1-(meruncynbdornn)nponan-2-un)nunepuand-4-un)-1H-unnon-2-un)-7-
metni-[1,2,4]tpuazono[1,5-a]nupunun (464),
6-(3-uzonponun-5-(1-((2-mMeTunnmupuMUINH-4-UIT)MeTUN )TunepuanH-4-uin)-1 H-unnon-2-umn)-7-
metun-[1,2,4]tpuazono[1,5-a]nupunun (465);
6-(3-uzonponun-5-(1-((5-merTunnupasun-2-un)MeTun)nunepuana-4-un)- 1 H-unnon-2-un)-7-
metun-[1,2,4]tpuazono[1,5-a]nupunun (466), 6-(3-uzonponun-5-(1-(nupasus-2-

unMetun)nunepuaun-4-un)-1H-unnon-2-un)-7-merun-[ 1,2,4]rpuazono[ 1,5-ajmupunun ~ (467);
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2-(4-(3-u3onponun-2-(7-merun-[ 1,2,4]rpuazono[ 1,5-a]nupunnn-6-nn)-1H-unnon-5-mn)
NUNEpUANH-1-1un)-1-(mupponauaus-1-nn)3tas-1-on (802),
N-uzonponun-2-(4-(3-uzonponun-2-(7-merun-[ 1,2,4]rpuasonol 1,5-a]Jnupunun-6-un)- 1H-unnon
-S-nm)nunepuamH-1-un)aneraMun (803);
N-a11n-2-(4-(3-uzonponun-2-(7-metun-[ 1,2,4]rpuasonol 1,5-alnupuant-6-un)-1 H-uHpon-5-1ur)
nunepuanH-1-nn)-N-MeTunaneraMun (804);
2-(4-(3-uzonponun-2-(7-merun-[ 1,2,4]rpuasono[ 1,5-a]nupuann-6-un)-1H-unnon-5-mn)
MUIePUANH-1-1)-1-(nunepuant-1-un)stanH-1-on (805);
N-uuknonponun-2-(4-(3-uzonponun-2-(7-merun-[ 1,2,4]rpuazonol[ 1,5-a]nupuans-6-un)-1H-
HHJ0J1-5-HJ1)TUIEePUAMH- 1 -1T)aneTaMus (806);
N-atun-2-(4-(3-usonponun-2-(7-merun-[ 1,2,4]rpuazono[ 1,5-a]mupunun-6-un)-1H-unnon-5-un)
NMUNEePUANH-1-nT)aLeTaMua (807);
N,N-nu3tun-2-(4-(3-uzonponun-2-(7-merun-[ 1,2,4Jrpuasono[ 1,5-a]Jnupuaun-6-un)-1H-unmon-5
-WJT)TUNePUINH- 1 -1 )aueTaMun (808);
2-(4-(3-uzonponun-2-(7-merun-[ 1,2,4]rpuasono[ 1,5-a]nupunnn-6-un)-1H-unnon-5-mn)
nunepuanH-1-un)-1-mopdonnHosTan-1-ou (809),
N-(2-ruppoxcnatuin)-2-(4-(3-uzonponun-2-(7-metun-[ 1,2,4]rpuazonol 1,5-a]nupuaus-6-un)-1H-
HHAON-5-un)nunepuauH-1-1ui)-N-meTHianeTaMun (810) WIH

1-(4-(3-uzonponun-2-(7-merun-[ 1,2,4]rpuasono[ 1,5-a]nupuans-6-un)-1H-uagon-5-mn)

nunepuanH-1-ui)-3-mopdonuHonponas-1-oH (885).
OnuH BapHaHT OCYILIECTBICHHUSI OTHOCHUTCS K coeinHeHuio (opmyinl (1) umm ero cou, rje ykasaHHoe co-

€/IMHEHUE XapaKTepu3yeTcs CTPYKTYpoit popmyisi (1-3)
(Ralm

R, mpencrapnser coboii -CH; wim -CD3; u
Ri, R;, Ry, Rs, m u n onpeenenHsl B IEpBOM UM BO BTOPOM acriekre. B HacTosiuii BapuaHT ocyllecTBIIe-
HUS BKJIIOUEHBI COeTUHEHUs, B KOTOphIX R, mpeacrasnser codoit -CHCH;, -CH(CH;), umu -CH,CHF,. B Ha-

CTOSIIMI BapUAHT OCYIIECTBIICHHS BKIIIOYCHBI COSTMHEHHUS, B KOTOPBIX R3 mpeacrasiser coboit
H, C3.5 ankun, C23

¢ropankun, Czs ruppokcuankun, Cp3 umanoankui, —CH>C(CHz);OH, -CH>CH;OCHs,
—CH2C(O)NH,, ~CH>C(O)NH(CH3), —~CH>C(O)NH(CH>CH:>CH3), —~CH>C(O)NH(CH(CH3)»),
—CH2C(O)N(CHs)a, —CH2C(O)N(CH;)CH2CHs, —CH,C(O)N(CH2CHs),
—CH(CN)C(O)N(CHs)2, —CH2C(O)N(CH3)(CH2CH,0H), —CH>C(O)N(CH2CH;)(CH2CH,OH),
—CH2C(O)N(CH2CH2CH;)(CH2CH,0OH), ~CH>C(O)N(CH3)(CH>CH>CH2OH),
—CH2C(O)N(CH3)(CH2C(CH3)20H), —CH,C(O)N(CH2CH,OH)(CH,CH(CH3)CH2CH3),
—CH2C(O)NH(CH.CH,SCH3), —CH2CH2S8(0):CHs, ~CH,CH2CH:2S(0)2CH3,
—CH(CH3)CH28(0)2CHs, —CH(CH3)CHa2S(0)2(CH2CH.CH2CH3), —CH,CH,S(0):NHa,
—CH,CH28(0)NH(CH3), —CH2CH2S(0)2N(CHs )2, —CH(CH3)CH2S(0):N(CH2CH3)a,
—CH,CH:NHS(0),CHs, —-C=N(NH:), -C(O)CHs, —-C(O)CH(CH,CHs);, —C(O)CH:CH:CN,
-C(O)CHCH(CH3)OH,  —-C(O)CH20CH3,  -C(O)CH:CH,OCH;,  -C(O)CH2NH(CH3),

—C(O)CH>NH(CH,CH,CH3), —C(O)CH>NHCH(CH3),, —C(O)CH;NHC(CH3)3,
~C(O)CH,N(CHs)s, ~C(O)CH(CH3)NH(CH;), —C(O)CH>N(CH3)CH(CHs),,
—C(O)CH:N(CH3)(CH2CH20H), —C(0)CH,NH(CH,CH>OCH3), —C(0)CH:8(0).CH3,

~C(O)CH,CH,S(0),CH3,  —C(O)CH;NHS(0)CHj.

Taroke B HAaCTOSAIIMI BapHaHT OCYLIECTBICHHS BKJIIOYEHbI COEAMHEHHS, B KOTOpbIX R, mpezacrasnser co-
60it -CH(CH3;),. Kpome Toro, B HacTosiluii BapuaHT OCYIIECTBICHHS BKIIFOUEHBI COEJAMHEHUs, B KOTOPbIX R,
npezcrasiser codoii -CHs.

OauH BapHaHT OCYIIECTBICHUS! OTHOCUTCS K coeqUHEeHHI0 (opmyabl (I) mim ero cony, rae ykasaHHoe co-
eIMHEeHHe MpeICTaBIsIeT co0oit
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6-(3-u3onponun-5-(nunepuant-4-un)-1H-unnon-2-un)-8-metun-[ 1,2,4]rpuazono[ 1,5-a]
MUpUIMHA TUIPOXJIOPUIL 2);
2-(4-(3-u3onponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]nupuans-6-un)- 1 H-unnon-5-umn)
nunepuauH-1-un)-N-meTunaueraMmun (7,
2-(4-(3-uzonponun-2-(8-merun-[1,2,4]rpuazono[ 1,5-a]nupuann-6-un)- 1 H-unnon-5-um)
MUIEPHANH-1-HUT)aLeTOHUTPUI (3);
3-(4-(3-u3onponun-2-(8-merun-[ 1,2,4]rpuazonol 1,5-a]nupuans-6-un)- 1 H-unnon-5-umn)
MUIMEPUANH-1-HIT)[TIPONTAaHOHUTPUIT )
6-(5-(1-Oyrunnunepuann-4-un)-3-uzonponun-1H-unnon-2-un)-8-merun-[ 1,2,4]rpuazono[ 1,5-a]
MUPUAUH (10);
2-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)-1H-unnon-5-un)
nUnepuauH-1-1n)aueramun (11);
1-(4-(3-usonpornn-2-(8-meru-[ 1,2,4]rpuazonol 1,5-a]nupunun-6-un)-1H-unnon-5-1m)
MUIEPUANH-1-1JT)-2-METHINpPOnaH-2-0J (12);
6-(3-u3onponun-5-(1-(okceran-3-un)nunepuaus-4-un)- 1 H-unnon-2-un)-8-merun-[ 1,2,4]
Tpuasono| 1,5-a]mupuauu (26);
6-(3-usonpomnui-5-(1-uzonponunnunepuant-4-un)-1H-ungon-2-un)-8-merun-[ 1,2,4Jrpuasono

[1,5-a]nupunun 27),
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6-(3-uzonponun-5-(1-nponunnunepuaun-4-mn)-1H-unnon-2-um)-8-metun-[ 1,2,4]rpuazono
[1,5-a]mupunun (28);
6-(5-(1-u300yTianunepuaun-4-un)-3-uzonponui- 1 H-unnon-2-nn)-8-merun-[ 1,2,4]rpuazono[ 1,
S-a]nupunuH (29);
6-(5-(1-((1H-nupazon-5-un)merun)nunepuau-4-un)-3-usonponui- 1 H-uanon-2-nn)-8-merun-
[1,2,4]rpuazono[ 1,5-a]nupunux (30),
4-((4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]mupuans-6-uin)-1H-unmon-5-un)
MUMEPUOMH- ] -UIT)METHIT)OKCa30I (31);
6-(5-(1-((1H-1,2,3-tpuazon-4-un)merun)nunepuann-4-un)-3-usonponui-1 H-unnon-2-nn)-8-
Mmetui-[1,2,4]tpuasonol 1,5-a]nupunus (32);
6-(5-(1-((4H-1,2,4-tpuazon-3-un)merun)nunepuanH-4-iuin)-3-n3onponui-1 H-unnon-2-min)-8-
metun-[1,2,4]tpuazono[ 1,5-a]nupuaux (33);
6-(5-(1-((1H-rerpazon-5-nn)merun)munepuant-4-mn)-3-usonponui-1 H-unnon-2-nn)-8-merun-
[1,2,4]tpuasono[1,5-a]nupuaun (34);
6-(3-uzonponun-5-(1-(rerparuapo-2H-nupan-4-un)nunepuann-4-mn)-1 H-unnon-2-um)-8-metun
-[1,2,4]rpuazono[ 1,5-a]mupunux (35);
2-(4-(3-m3onponun-2-(8-merun-[ 1,2,4]rpuazono| 1,5-a]nupuann-6-mn)- 1 H-unnon-5-um)
nunepunuH-1-un)-N,N-guMerunaneramug (36);
4-(4-(3-uzonponun-2-(8-merun-[1,2,4Jrpuasono[ 1,5-a]nupuaun-6-un)- 1 H-unnon-5-mn)
nunepuauH-1-nmyrerparunpo-2H-Tuonupan-1,1-nuokenn (37),
2-(numetnnamuHo)-1-(4-(3-usonponun-2-(8-merun-[ 1,2,4]rpuazonol 1,5-a]Jnupuaun-6-un)-1H-
HMHIOJ-5-UT)TUNepUaAnH-1-11)3TaH-1-0H (46);
1-(4-(3-m3onponuin-2-(8-merun-[ 1,2,4rpuazono[ 1,5-a]Jnupuaun-6-un)- 1 H-unnon-5-mn)
MUMNEePUAHH-1-un)3TaH-1-0H (48);
1-(4-(3-u3onponuin-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]Jnupuaun-6-un)-1H-unnon-5-mn)
MUMepUANH-1-11)-2-(MeTHIaMHHO)3TaH- 1-OH (50),
1-(4-(3-n3onponuin-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]Jnupuaun-6-un)- 1 H-unnon-5-mn)
NUNepUAnH-1-11)-2-MeTOKCH3ITaH-1-0H (52);
4-(4-(3-uzonponun-2-(8-merun-[1,2,4Jrpuasono[ 1,5-a]Jnupuaun-6-un)-1H-unnon-5-mn)
NUNepUaAnH-1-1i)-4-0kcoOy TAHOHUTPHUIT (54);
(4-(3-m3onponun-2-(8-merun-[ 1,2,4]rpuasonol 1,5-a]Jnupunun-6-un)-1H-unnon-5-mmn)
nunepuanH-1-un)(1-MeTHILMKIONPONHI)METAHOH (55), (S)-azernnun-2-
nn(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuaszonol 1,5-aJmupunun-6-un)- 1 H-ungon-5-un)
NUIMEPUANH-1-HIT)MEeTaHOH (56);

2-(aumernaaMuHo)-1-(4-(3-usonponun-2-(8-merun-[ 1,2,4)rpuasono[ 1,5-a]nupuany-6-mn)-1H-
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MH0J1-5-UN)UnepuanH-1-nn)staH-1-ox (57),
(S)-1-(4-(3-u3onponun-2-(8-merun-[ 1,2,4]rpuazosno[ 1,5-a]nupuanu-6-un)-1H-unnon-5-n)
nUnepHanH-1-nn)-2-(MeTHIaAMHHO)IpOraH-1-0H (58),
(R)-1-(4-(3-u3onponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)-1H-unnon-5-n)
nunepuanH-1-mn)-2-(MeTHIaMHHO)ponaH-1-oH (59),
(S)-3-runpokcu-1-(4-(3-n3onponun-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]nupuann-6-un)-1H-
MHAOJ-5-un)nunepuanH-1-mn)oyraH-1-ox (60),
1-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]Jnupuanu-6-nn)- 1 H-unnon-5-u)
nunepuanH-1-mn)-3-mMerokcunponas-1-oxH o1y,
(4-(3-uzonponun-2-(8-merun-[ 1,2 4]rpuazono[ 1,5-a]mupuaun-6-mn)-1H-ungon-5-un)
nunepuanH-1-nn)(3-MeTHIOKCeTaH-3-NT)METAHOH (64),
2-511n-1-(4-(3-u3onponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-aJnupuans-6-un)- 1 H-unon-5-ni)
nunepuant-1-nn)dyran-1-ox (65),
1-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-aJnupuaun-6-un)- 1 H-unnon-5-mn)
MUNepUanH-1-1)-2-MopdoanHo3TaH-1-0H (68);
2-(tpet-OyTunamiHo)-1-(4-(3-uzonponun-2-(8-merui-[ 1,2,4]rpuazono[ 1,5-a]nupuans-6-u1)-1H
-HHAOJ-5-1)unepuanH-1-mn)3tan-1-o1 (69),
1-(4-(3-u3onponun-2-(8-metun-[ 1,2,4]rpuazono[ 1,5-a]Jnupuanun-6-nn)-1H-unnon-5-nn)
NUNepHaANH-1-n)-2-(M30NpPONUIaAMHHO)3TaH-1-0H (70);
1-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-aJmupunun-6-un)-1H-unnon-5-mn)
nunepuanH-1-mm)-2-((2-MeTOKCHITHIT)aMHHO)ITaH-1-0H (71),
1-(4-(3-usonponun-2-(8-merun-[1,2,4]rpuazono[ 1,5-a]Jnupuanun-6-nn)-1H-unnon-5-n)
nunepuanH-1-mn)-2-(MponuIaMMHO)ITaH-1-0H (72),
2-(uzonponui(Metun)amuHo)-1-(4-(3-usonponun-2-(8-meruin-[ 1,2,4]rpuazonol 1,5-a]nupunun-6
-u)-1H-unaon-S-un)nunepuans-1-nn)3ran-1-on (73);
1-(1,1-anokcunoruomopdonuHo)-2-(4-(3-usonponun-2-(8-merun-[ 1,2,4]rpuazono( 1,5-a]
nupuauH-6-nn)-1H-unnon-5-un)nunepuaus-1-un)stan-1-oxn (74),
N-uuknonponun-2-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]Jnupuann-6-mn)-1H-
WHIOJ-5-W)TUNepUAnH-1-1)aneraMun (75),
N-o111-2-(4-(3-u3onponun-2-(8-merun-[ 1,2,4]rpuasono( 1,5-a]nupuann-6-un)- 1 H-ungon-5-un)
nunepuauH-1-un)-N-MeTnnaneramun (76),
(S)-1-(3-ruppokcununepuant-1-un)-2-(4-(3-uzonponun-2-(8-merun-[ 1,2,4Jrpuasono[ 1,5-a]
nupuauH-6-nn)-1H-unnon-5-un)nunepuaus-1-un)stan-1-oxn (77),
N-uukn00ytHi-2-(4-(3-n3onponui-2-(8-merun-[ 1,2, 4Jrpuasosno[ 1,5-a]Jnupuanu-6-ui)-1H-

MH0J1-5-UN)UNepuanH-1-nn)aueraMun (78),
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2-(4-(3-usonponun-2-(8-metun-[1,2,4]Jrpuasono[ 1,5-a]mupuaun-6-un)- 1 H-unpon-5-um)
nunepuanH-1-un)-1-(2-okca-6-a3acnupo[ 3.3 JrentaH-6-nn)3TaH-1-0H (79),
N,N-nunstun-2-(4-(3-uzonponun-2-(8-merun-[1,2,4]rpuazono[ 1,5-a]Jnupuann-6-wn)-1H-unnon-5
-MJT)TUMEPUAHH- | -HIT)aleTaMua (80);
2-(4-(3-uzonpomnun-2-(8-merun-[1,2,4]rpuaszono[ 1,5-a]nupuann-6-nn)-1H-uunon-5-mm)
nunepuanH-1-un)-N-nponuianeraMmun (81);
(R)-1-(3-ruapokcununepuaut-1-mmn)-2-(4-(3-usonponun-2-(8-merun-[1,2,4Jrpuaszono[ 1,5-a]
nupuauH-6-un)-1H-unnon-5-nm)nunepuamu-1-un)sran-1-on (82);
(S)-1-(3-ruppoxcunupponuaus-1-un)-2-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]
nUpUANH-6-11)-1H-unnon-5-un)nunepunnu-1-un)3tau-1-oxn (83),
(R)-1-(3-runpokcunupponuaun-1-uin)-2-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]
nUpUANH-6-11)-1 H-unnon-5-un)nunepuauu-1-un)3tau-1-on (84);
2-(4-(3-uzonpomnun-2-(8-merun-[1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)-1H-unnon-5-nm)
nunepuanH-1-un)-1-(4-(2-MeTokcusaTHI)MHNepasuH-1-1i)3Tan-1-oH (895);
1-(azeruann-1-un)-2-(4-(3-n3onponuin-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]mupuaun-6-mn)-1H-
WHZ0J1-5-UN)UNePUaNH-1-11)3TaH-1-0H (86);
N-uzonponun-2-(4-(3-uzonponun-2-(8-metun-[ 1,2,4]rpuazono[ 1,5-a]Jnupunnn-6-un)-1H-
HHI0JI-5-WIT)TUNEPUINH- 1 -1 )aueraMu (87);
2-(4-(3-uzonponun-2-(8-metun-[1,2,4]rpuasono[ 1,5-a]nupuaun-6-nn)-1H-unnon-5-m)
nunepuanH-1-mn)-1-mopdonanHostan-1-ox (88);
2-(4-(3-uzonponun-2-(8-metun-[1,2,4]rpuaszono[ 1,5-a]nupuann-6-un)-1H-unnon-5-nm)
nunepuanH-1-un)-1-(nunepuanH-1-un)tan-1-oxu (89);
2-(4-(3-uzonponun-2-(8-merun-[1,2,4]rpuaszono[ 1,5-a]nupuaun-6-un)-1H-unnon-5-n)
nunepuanH-1-un)-1-(muppoauans-1-un)sTas-1-ox (90);
1-(1,1-nrokcrnornomopdonuHo)-2-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazonol 1,5-a]
nUpUAMH-6-un)-1H-uHnon-5-un)nunepuams-1-un)stan-1-oxn 91);
2-(4-(3-uzonponun-2-(8-merun-[1,2,4]rpuasono[ 1,5-a]nupuaun-6-nn)-1H-unnon-5-n)
nunepuanH-1-un)-N-(3-MeTunokceTaH-3-1i)aueTaMua (92);
N-umknonponuin-2-(4-(3-usonponun-2-(8-metun-[ 1,2,4]rpuasonol 1,5-aJnupuann-6-un)-1H-
HHAOJ-5-WT)MUnepuanH-1-mn)-N-MeTunaneraMua (93);
6-(3-usonponun-S-(nunepunauH-4-un)-1H-unnon-2-un)-8-(rpunerirepomern)-[ 1,2,4]rpuasono
[1,5-a]nupupnn (117);
6-(3-3tun-5-(nunepuanu-4-un)-1H-unnon-2-nn)-8-merun-[ 1,2,4]rpuasono[ 1,5-a] nupuamnx
(158);

6-(3-(2,2-nudropatun)-5-(nunepunnu-4-uin)-1H-unnon-2-mn)-8-metun-[ 1,2,4]rpuazono[ 1,5-a)
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MHUPUIUH (161);
6-(5-(1-u3onenrunnunepuaH-4-un)-3-uzonpomnui- 1 H-uunon-2-un)-8-meru-[ 1,2,4]rpuasono
[1,5-a]mupunux (165);
6-(3-m3onponun-5-(1-(2-meroxcuatun)nunepuauH-4-un)- 1 H-unnon-2-un)-8-merun-[ 1,2,4]
TpHazonol 1,5-a]mupunux (166);
4-((2-(4-(3-u3onponun-2-(8-merun-[ 1,2,4)rpuazono[ 1,5-a]mupunun-6-mn)- 1 H-unnon-5-mm)
nunepuanH-1-un)3tuin)cynsGoHun)MopdonuH (167);
2-(4-(3-u3onponun-2-(8-merun-[1,2,4rpuasono[ 1,5-a]mupuaun-6-un)-1H-unnon-5-umn)
nUnepuanH-1-mn)stan-1-cyabpoHamun (168);
2-nnano-2-(4-(3-usonponuin-2-(8-merun-[ 1,2,4rpuazono[ 1,5-a]mupuann-6-un)-1H-unnon-5-
un)nunepuans-1-mn)-N,N-qumetnnaneramus (169);
2-(4-(3-u3onponun-2-(8-metui-[ 1,2,4]rpuazono[ 1,5-aJnupuanus-6-un)-1H-unnon-5-mn)
MUNEPHANH- 1 -NUIT)IPONaHOHUTPHIT (170);
1-((4-(3-u3onponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]nupunun-6-un)-1H-unnon-5-umn)
MUNEePUANH- 1 -1T)METHIT)IMKJIONpPOnaH- 1 -kapOOHUTPHIT (171-172);
6-(3-u3onponun-5-(1-(2-(bennncynbdonnn)sTun)nunepuaun-4-un)- 1 H-uunon-2-un)-8-metun-
[1,2,4]rpuazono[ 1,5-a]lnupuaux (173),
2-(4-(3-nu3onponun-2-(8-merun-[1,2,4rpuazono[ 1,5-a]mupuaun-6-un)- 1 H-unnon-5-umn)
nunepuauH-1-mn)-N-metunatas-1-cyabhoHamug (174),
2-(4-(3-uzonponun-2-(8-metui-[ 1,2,4]rpuazono[ 1,5-aJnupuans-6-un)-1H-unnon-5-mn)
nunepuauH-1-mn)-N,N-numerunstan-1-cyabhonamun (175),
N-(2-(4-(3-uzonponun-2-(8-metun-[ 1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)-1H-unnon-5-mn)
MUNEPUANH- ] -HIT)3THIT)METaHCY TbOHAMUT (176),
6-(3-m3onponun-5-(1-(2-(MeruncyabhoHun )3 TH) UnepuanH-4-un)-1H-ungon-2-n)-8-metuin-
[1,2,4]tpuazono[ 1,5-a]mupunux (177);,
6-(3-u3onponun-5-(1-(3-(meruncyabponun)nponun)nunepuaut-4-ui)- 1 H-unnon-2-um)-8-
metui-[1,2,4]tpuazono[ 1,5-a]nupunix (178);
1-(4-(3-n3onponun-2-(8-metun-[1,2,4Jrpuazono[ 1,5-a]mupuaun-6-mn)-1H-ungon-5-un)-[ 1,4'-
OoununepuauH]-1'-un)sran-1-oxn (179),
4-(4-(3-uzonpomnun-2-(8-merui-[1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)- 1 H-unnon-5-mm)
MUNEPHANH-1-KapOOHMI)-1-MEeTUINHUPPOTUAUH-2-0H (243);
2-(4-(3->tun-2-(8-merun-[1,2,4]rpuazono[ 1,5-a]nupunun-6-un)- 1 H-ungon-5-un)nunepuaus-1-
un)-N,N-numerunaneramug (337);
2-(4-(3-aTun-2-(8-merun-[ 1,2,4]rpuazonol 1,5-a]nupunun-6-un)- 1 H-unnon-5-wn)nunepuaus-1-

un)-N-MeTunaueTaMu (338),
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6-(3-311-5-(1-(2-(Metuncynsdonnn)atun)munepuans-4-un)- 1 H-unnon-2-un)-8-merun-[1,2,4]
Tpuasonol 1,5-a]nupunun (339);
2-(4-(3-3tun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-aJmupuaun-6-un)- 1 H-unnon-5-un)nunepuaus-1-
WIT)aleTaMua (340);
6-(3-3T11-5-(1-(2-mMeTokcud T ) nunepuauH-4-un)- 1 H-unnon-2-um)-8-merun-[ 1,2,4]rpuazono
[1,5-a]nupuaun (341);
1-(4-(3-3tun-2-(8-merui-[ 1,2, 4]rpuazono[ 1,5-a]nupuaun-6-un)- 1 H-unnon-S-un)nunepuany-1-
WJT)-2-METHJINPONaH-2-0J1 (342);
2-(4-(3+(2,2-nudropatun)-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]mupuann-6-un)- 1 H-unnon-5-n)
nunepuanH-1-mn)-N,N-numerunaueTaMua (343),
2-(4-(3-(2,2-nudropatun)-2-(8-merun-[ 1,2,4]tpuasono[ 1,5-a]nupunun-6-un)-1 H-unaon-5-mn)
nunepuanH-1-un)-N-mMeTunaneraMua (344);
6-(3-uzonponui-5-(1-(okceran-3-un)nunepuant-4-un)- 1 H-unaon-2-un)-8-(tpuneiirepomerin)-
[1,2,4]rpuazono[ 1,5-a]mupunux (357);
6-(5-(1-(2,2-nudropatun)nunepuaut-4-uin)-3-usonponui-1H-unnon-2-un)-8-merun-[1,2,4]
TpHaszonol[ 1,5-alnupunun (385);
6-(3-nzonpornui-5-(1-((1-merun-1H-1,2,4-tpuazon-3-un)merun)nunepuans-4-un)-1H-unnon-2-
un)-8-metun-[ 1,2,4]rpuasono[ 1,5-a]mupunun (386);
6-(3-n3onpomnui-5-(1-((2-MeTOKCHIUPUMUANH-S-1T)MeTH) nunepuanH-4-ui)-1H-unnon-2-um)-
8-merun-[1,2,4]rpuaszono[ 1,5-a]mupuaux (387),
2-(4-(3-nzonporun-2-(8-merun-[ 1,2,4]rpuazonol 1,5-a]Jnupuaun-6-un)-1H-unnon-5-ui)
nUnepuanH-1-un)ran-1-on (388);
6-(3-uzonponui-5-(1-((1-merun-1H-nupazon-S-un)merun)nunepuaus-4-ui)- 1 H-uunon-2-un)-8
-metun-[1,2,4]rpuaszono[ 1,5-a]nupunux (389);
3-((4-(3-uzomnponun-2-(8-metui-[ 1,2,4]rpuaszono[ 1,5-a]nupuaun-6-un)- 1 H-unnon-5-mn)
nUIepuanH-1-unmerun)-1,2,4-okcaauason (390);
3-(4-(3-uzonpornun-2-(8-merun-[ 1,2,4]rpuazonol 1,5-a]nupuaun-6-uin)- 1 H-ungon-5-um)
NUIepUanH-1-un)nponan-1-on (391);
6-(3-uzonponui-5-(1-((4-metun-4H-1,2,4-rpuazon-3-un)merun)nunepuans-4-un)-1H-unnon-2-
uin)-8-metuin-[ 1,2,4]rpuazono[ 1,5-a]mupunun (392),
6-(3-uzonponui-5-(1-(rerparuapodypan-3-un)nunepuart-4-un)-1H-unnon-2-uim)-8-merun-
[1,2,4]rpuasono[ 1,5-a]nupuaux (393);
6-(3-uzonponui-5-(1-(rerparuapo-2H-nupan-3-un)nunepunans-4-un)-1H-unnon-2-un)-8-metun
-[1,2,4]rpuazono[ 1,5-a]Jmupunux (394);

3-(4-(3-uzonponui-2-(8-meruin-[ 1,2,4]rpuasonol 1,5-a]nupunun-6-un)- 1H-unnon-5-umn)
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nunepuanH-1-un)rerparuaporroden-1,1-auokeun (395); 6-(3-uzonpomui-5-(1-(mupuMuanH-2-
unMetun)nunepunni-4-un)-1H-unnon-2-nn)-8-merun-[ 1,2, 4]rpuasono[ 1,5-a]mupumna - (396),
4-(4-(3-n3onponun-2-(8-merun-[1,2,4]rpuazono[ 1,5-a]Jnupuaun-6-un)-1H-unnon-5-um)
nunepuanH-1-un)oyran-1-on (397),
6-(5-(1-(2,6-nudropbensnn)nunepuant-4-un)-3-nsonponun-1H-unnon-2-un)-8-merun-[1,2,4]t
puazosno[1,5-a]nupuaus (398);
6-(5-(1«((3,5-aumernn-112-nupazon-4-un)Merun)nunepuanH-4-um)-3-usonponun- 1 H-unnon-2-
nin)-8-metun-[ 1,2,4]rpuasono[ 1,5-a]nupuanx (399);
(3,5-nudrop-4-((4-(3-usonponun-2-(8-metui-[ 1,2,4]rpuasonol 1,5-a]nupuaun-6-un)-1H-unnon-
S-un)nunepuanH-1-un)metun)heHun)meraHon (400),
3,5-nudTop-4-((4-(3-u3onponun-2-(8-merun-[1,2,4]rpuaszono[ 1,5-a]nupuans-6-un)-1H-unnon-5
~HJT)THIIEPUAMH- | -UIT)MEeTHIT)OEH3OHUTPUIT (401), 6-(3-n3onponun-5-(1-(MupUMUINH-5-
nnMetun)nunepuans-4-un)- 1H-unnon-2-nn)-8-merui-[ 1,2, 4]rpuasono[ 1,5-a]mupumnn - (402),
4-(4-(3-m3onponun-2-(8-meruin-[ 1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)- 1 H-uunon-5-um)
MUNEPUIHH-1-HI)LHKIoreKcaH-1-01 (403);
6-(3-uzonporun-5-(1-((1-merun-1H-1,2,4-tprason-S-un)mernn)nunepuans-4-un)-1 H-unnon-2-
nn)-8-metun-[ 1,2,4]rpuasono[ 1,5-a]nupuanx (404);
6-(5-(1-((1,3-numerun-1H-nupazon-5-un)merun)nunepuant-4-un)-3-usonponun- 1 H-ungon-2-
un)-8-metuin-[1,2,4]rpuasono[ 1,5-a]Jnupuamnx (405);
4-((4-(3-uzonponun-2-(8-meru-[ 1,2,4]rpuazono[ 1,5-a]nupuans-6-in)-1 H-uxnon-5-um)
MUNEPUINH-1-UT)METHI)THA30] (400);
4-((4-(3-uzonponun-2-(8-meru-[ 1,2,4]rpuazono[ 1,5-a]nupuann-6-iun)-1H-unnon-5-um)
MUNEPUINH- 1 -UIT)METHIT)-5-METUITHA30JT (407);
2-((4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]nupuaus-6-un)-1H-ungon-5-um)
MUNEPUINH-1-UIT)METHI)THA30] (408),
6-(3-u3onporun-5-(1-((3-merun-1H-nupason-5-un)merun)nunepuaus-4-un)- 1H-unnon-2-nn)-8
-metui-[1,2,4]rpuasono[ 1,5-a]nupuamnx (409);
6-(5-(1-((1,5-numerun-1H-nupazon-3-un)Merun)nunepuann-4-un)-3-usonponun- 1 H-uunon-2-
nin)-8-metun-[ 1,2,4]rpuasono[ 1,5-a]nupuanx (410),
4-((4-(3-uzonponun-2-(8-merus-[ 1,2,4]rpuazono[ 1,5-a]nupuans-6-in)-1 H-unnon-5-um)
nunepuanH-1-unmernn)-1,2,3-ruanuason (411); 6-(3-uzonponun-5-(1-(nupuaasux-3-
uiaMeTun)nunepuanH-4-un)-1H-unnon-2-un)-8-metun-[ 1,2,4]rpuasono[ 1,5-ajnupunun - (412);
(2-((4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]mupuanu-6-un)- 1H-ungon-5-nn)
MUIEPUINH-1-HIT)METHI ) THPUMUAMH-5-HIT)METaHOJ (413);

6-(3-uzonponun-5-(1-((2-MeTuANMUpUMHANH-5-1T)MeTUN ) nunepuAnH-4-1un)-1 H-unpon-2-umn)-8-
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metui-[1,2,4]tpuasono[ 1,5-aJmupunun (414),
6-(3-uzonponui-5-(1-((2-meTunnupuMuanH-4-un)Metun ) nunepuauH-4-un)-1H-unnon-2-un)-8-
metuii-[ 1,2, 4]rpuazono[ 1,5-a]nupunun (4195),
2-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]Jnupuaun-6-un)-1H-unnon-5-umn)
MUNEPUANH-1-1T)- 1 -MeTHILIKIONeHTaH- 1 -kapOOHUTpUI (416-417),
6-(3-m3onponui-5-(1-(1-(6-meTnnmupuaasuH-3 -1 THI)nunepuanH-4-mn)- 1 H-unnon-2-um)-8-
metui-[1,2,4]rpuazono[ 1,5-a]nupunun (418);
6-(3-uzonpomnui-5-(1-(1-(1-merun-1H-nupazon-4-un)atun)nunepuaus-4-mn)- 1 H-unpon-2-nm)-8
-metui-[ 1,2,4]tpuasono[1,5-alnupunun (419),
6-(5-(1-(1-(1H-m1pazon-5-un)atun)nunepuant-4-iuin)-3-usonponui- | H-uunon-2-mn)-8-merus-
[1,2,4]rpuazono[ 1,5-a]nupunux (420),
6-(3-uzonponun-5-(1-(1-(mupuMuanH-2-1un)3Tun)nunepuanH-4-un)- 1 H-unnon-2-un)-8-metus-
[1,2,4]rpuazono[ 1,5-a]lnupuaux (421),
6-(3-uzonpomnui-5-(1-(1-(MeTuncynsdonun)nponan-2-un)nunepuans-4-un)-1H-unnon-2-un)-8-
Mmetuii-[ 1,2, 4]rpuasono[ 1,5-a]nupunun (422),
3-(4-(3-uzonponun-2-(8-metun-[ 1,2,4]rpuazono[ 1,5-a]Jnupuaun-6-un)-1H-unnon-5-umn)
MUNEPUANH-1-1T)0y TAHOHUTPUI (423),
6-(3-uzonponun-5-(1-((5-merunnupasus-2-un)mMeruin)nunepuanH-4-mn)- 1H-unnon-2-mn)-8-
metui-[1,2,4]tpuazono[ 1,5-alnupunun (424),
6-(3-nsonponun-5-(1-(rerparuapo-2H-Tnonupan-4-un)nunepunnn-4-un)- 1 H-unnon-2-nn)-8-
Mmetui-[1,2,4]rpuasono[ 1,5-a]nupunuu (4295),
1-(4-(3-u3onponun-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]nupuaun-6-un)-1H-unnon-5-un)
nunepuauH-1-mn)-2-(1H-rerpason-5-un)stan-1-on (4206);
N,N-nustun-2-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]nupuanus-6-un)-1H-unnon-5
-HJI)TUIepuanH- 1 -1in)nponau-1-cynedorHamun (427);
6-(5-(1-(1-(6yTuncyabhonnn)nponas-2-un)nunepuanH-4-ui)-3-usonponui- 1 H-uanon-2-mn)-8-
metui-[1,2,4]rpuasono[ 1,5-a]nupunun (428), 6-(3-uzonponun-5-(1-(nupazux-2-
unMerun)nunepuans-4-un)-1H-unnon-2-un)-8-merun-[ 1,2,4]tpuasono[ 1,5-a]mupunun  (429);
4-((2-(4-(3-u3onponun-2-(8-meru-[ 1,2, 4 Jrpuazonol 1,5-a]nupuaun-6-uin)- 1 H-ungon-5-un)
nunepuanH-1-un)nponun)cyasporun)mopdonut (430); 6-(3-uzonpomnin-5-(1-(1-(nunepuauy-1-
uicyabGOHUNI)ponaH-2-un)nunepuanu-4-un)-1H-unnon-2-un)-8-merun-[ 1,2,4]rpuasono[ 1,5-a]
NUPUIIH (431),
3-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]Jnupuaun-6-un)-1H-unnon-5-um)
nunepuanH-1-nmnenran-1,5-muon (432);

6-(3-uzonponui-5-(1-((2-merun-2H-rerpazon-5-un)merun)nunepuaus-4-un)-1H-ungon-2-uin)-8
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-metun-[1,2,4]tpuasonol 1,5-a]nupunun (433);
6-(3-n3onponun-5-(1-((1-merun-1H-1,2,3-rpuason-4-un)merun)nunepuaun-4-un)-1 H-nanon-2-
un)-8-metun-[ 1,2,4]rpuaszono[ 1,5-a]nupunux (434),
3-((4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazonol 1,5-aJnupuanun-6-un)-1H-unnon-5-umn)
NUNEePUANH-1-HT)METHI)-5-MeTHIIH30KCa3011 (4395),
5-((4-(3-uzomnponun-2-(8-merun-[ 1,2,4]rpuasono| 1,5-a]nupunun-6-un)- 1 H-unnon-5-mmn)
NUNepUANH-1-1T)METHI)THA30I (436),
6-(3-m3onponun-5-(1-((1-merun-1H-nupaszon-3-un)merun)nunepuans-4-un)- 1 H-uanon-2-un)-8
-metun-[1,2,4]tpuasonol 1,5-a]nupunun (437);
6-(5-(1-((4,6-1METOKCUITUPUMUAMH-2-UT)METHI)TUNepUAUH-4-1)-3-u3onpomni- 1 H-unnon-2-
un)-8-metun-[1,2,4]rpuazono[ 1,5-a]nupunun (438),
S-umknonpomnui-2-((4-(3-uzonponun-2-(8-metin-[ 1,2,4]rpuazono[ 1,5-a]Jnupuaun-6-un)-1H-
HHZOJI-5-WIT)THIIEPUIH- | -HIT)METHIT) OKCA30T (439),
2-((4-(3-uzonponun-2-(8-metun-[ 1,2,4]rpuazonol 1,5-alnupuann-6-un)-1H-unnon-5-un)
NUNepUANH-1-HT)METHI)OKCa30I1 (440),
6-(3-u3onponun-5-(1-(3,3,3-rpudropnponun)nunepunns-4-mn)-1H-nunon-2-un)-8-merun-[ 1,2,
4]rpunazono[1,5-aJmupunux (537); Tper-OyTui-
(3-(4-(3-uzonponun-2-(8-metun-[ 1,2,4]rpnaszonol 1,5-aJmupuaun-6-uin)-1H-unnon-5-um)
nunepuaAnH-1-um)uukiIo0yTHI)KapdamaT (538); 3THII-
3-(4-(3-uzonponun-2-(8-merui-[ 1,2,4]rpuazono( 1,5-a]nupuaun-6-un)- 1 H-unnon-5-mn)
nunepuanH-1-mn)uukiao0yTas- 1 -kapOokcunar (539);
6-(3-usonponui-5-(1-(terparuapodypas-3-un)nunepuaus-4-mwn)- 1 H-unnon-2-1mn)-8-metui-
[1,2,4]rpuasono[ 1,5-a]nupuaux (540-541),
6-(3-3Trn-5-(1-(okceran-3-un)nunepunun-4-un)-1H-unnon-2-un)-8-merun-[ 1,2,4Jrpuasono
[1,5-a]mupunun (596);
6-(3-(2,2-nucroparun)-5-(1-(okceran-3-un)nunepuant-4-un)- 1 H-uugon-2-un)-8-merun-[ 1,2,4]
Tpuaszosno[ 1,5-a]mupuaux (597);
2-(4,4-mudropnunepuans-1-un)-1-(4-(3-usonponun-2-(8-merun-[ 1,2,4Jrpuaszono[ 1,5-a)
nUpuanH-6-11)-1H-uHnon-5-un)nunepuaus-1-mn)stan-1-on (602);
1-(4-(3-u3onponun-2-(8-merui-[ 1,2,4]rpuazono( 1,5-a]nupuaun-6-un)- 1 H-unnon-5-mm)
nUnepuanH-1-ui)-2-(nupasuH-2-ui)ITaH-1-oH (603),
(4-(3-uzomnponun-2-(8-merun-[1,2,4]rpnazono[ 1,5-a]nupunun-6-un)-1H-unnon-5-um)
nunepuanH-1-un)(1-(nupasuH-2-1ui) LU KIONPONHI)METAHOH (604),
1-(4-(3-u3onponuin-2-(8-merun-[ 1,2,4Jrpuaszono[ 1,5-aJmupuaun-6-un)-1H-unnon-5-un)

nunepuans-1-un)-2-(2-metun-2H-rerpazon-5-un)atan-1-on (6095),
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1-(4-(3-n3onponun-2-(8-metun-[ 1,2,4]rpuazono[ 1,5-a]nupunun-6-un)- 1 H-unnon-5-un)
nunepuanH-1-mmn)-2-(MeruncynbGoHun)3TaH-1-01 (606);
N-(2-(4-(3-uzonponun-2-(8-merun-[ 1,2,4Jrpuasono[ 1,5-a]nupuaun-6-un)-1H-ungon-5-mn)
MUNEPHINH-1-1IT)-2-0KCOTUIT)METaHCY Ib(OHAMHU (607);
1-(4-(3-u3onponun-2-(8-metun-[ 1,2,4]rpuazono| 1,5-a]nupunun-6-un)- 1 H-ungon-5-un)
nunepuanH-1-mn)-3-(MeTHicy b OHUI)IpomnaH-1-oH (608);
6-(3-uzonponun-5-(1-((2-merun-1H-umunazon-4-un)merun)nunepuaua-4-un)-1 H-unnon-2-un)-
8-merun-[1,2,4]rpuaszono[ 1,5-a]mupuaux (620);
(4-(3-uzonponun-2-(8-merun-[1,2,4]rpuasono[ 1,5-a]mupuaus-6-un)-1H-unnon-5-nn)
nunepuauH-1-mn)(2,2,3,3-TeTpaMe THILUKIIONPOIHI)METAHOH (621);
((2S,4R)-4-runpoxcunupponuaus-2-un)(4-(3-uzonponun-2-(8-merun-[ 1,2,4Jrpuazono[ 1,5-a]
nUpUINH-0-1)-1 H-MH0a-5-nn)nunepuanH-1-un)MeTaHoH (622),
((2S,3R)-3-rugpoxcunupponuaus-2-mn)(4-(3-uzonponun-2-(8-merun-[ 1,2,4Jrpuazono[ 1,5-a]
nUpUAnH-6-u1)-1 H-uHnon-5-un)nunepuans- 1 -un)MeTaHoH (623),
((28,4S)-4-runpokcunupponuaun-2-un)(4-(3-uzonponun-2-(8-merun-[ 1,2, 4rpuazono[ 1,5-a]
mupUAnH-6-u1)-1 H-uHnon-5-un)nunepuamH- 1 -ui)MeTaHoH (624);
((2R,4R)-4-ruppoxcunupponuauH-2-un)(4-(3-uzonponun-2-(8-merun-[ 1,2, 4Jrpuazono[ 1,5-a]
nUpUANH-6-u1)-1 H-uH10-5-1un)nunepuamH- 1 -ui)MeTaHoH (625);
(4-(3-uzonponun-2-(8-merun-[1,2,4]rpuasono[ 1,5-a]mupuaus-6-un)-1H-unnon-5-mm)
nunepunuH-1-un)((2S,4R)-4-MeTOKCUITHPPOTHAHH-2-HIT)METAHOH (626),
((2S,4R)-4-bropnupponuann-2-un)(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]
nUpUINH-0-1)-1 H-MH0a-5-nn)nunepuanH-1-un)MeTaHoH (627),
1-((2S,4R)-4-runpoxcu-2-(4-(3-uzonponun-2-(8-meruin-[ 1,2 4Jrpuazono[ 1,5-a]nupuaun-6-m)-1
H-unnon-5-un)nunepuans- 1-kapOOHUT)MUPPONUAHH- 1 -1 )3TaH-1-0H (628);
2-(numeTnnamMuHo)-1-(4-(3-otun-2-(8-metun- 1,2,4]rpuaszonol 1,5-alnupuanu-6-un)- 1 H-unnon-
S-un)nunepuanH-1-un)3tas-1-ox (703),
1-(4-(3-atun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)- 1 H-unpon-5-un)nunepuaus-1-
un)-2-(MEeTHIIAMUHO)3TaH- 1 -0H (704);
(R)-1-(4-(3~(2,2-nucpropatun)-2-(8-merun-[ 1,2,4]rpuaszono| 1,5-a]nupuann-6-un)-1H-unnon-5-
W) TUNIePUAHH- 1 -11)-3-rHApOKCHOyTaH- 1 -0H (705),
1-(4-(3~(2,2-gudropatin)-2-(8-merun-[ 1,2,4]rpuaszono[ 1,5-a]nupuaus-6-mn)- 1 H-unnon-5-mm)
nunepuanH-1-un)-2-(MeTHIaMHHO)3TaH- 1 -OH (706),
(S)-1-(4-(3-(2,2-mudropatun)-2-(8-merui-[ 1,2,4]rpuazonol 1,5-a]Jnupuaun-6-un)- 1 H-unnon-5-
W) ITUNePUANH- 1 -11)-3-rHApOoKCHOyTaH-1-0H (707);

1-(4-(3~(2,2-mudropatun)-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]mupuanu-6-un)- 1 H-unnon-5-mm)
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MUNEePUINH-1-11)-2-(JMMEeTHIaMUHO)3TaH-1-0H (712),
2-((2-ruppokcuaTui)(MeTun)aMuHo)- 1-(4-(3-usonponun-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]
nUpuaUH-6-11)-1H-uHnoa-5-un)nunepuans-1-un)sras-1-oxn (714);
2-(UHKIONPONH(2-rUAPOKCHITHI )aMUHO)- 1 -(4-(3-n3onponun-2-(8-metun-[ 1,2,4]rpuazono( 1,5-
a]nupuanH-6-un)-1H-unnon-5-un)nunepuamu-1-un)sran-1-ox (715);
2-(3,3-audropnupponuaus-1-un)-1-(4-(3-usonponun-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]
NUpUANH-6-11)- 1 H-HHRoa-5-un)nunepuany- 1-un)aras-1-on (716);
2-(1,1-nuokcunoruomopoauHo)-1-(4-(3-uzonponun-2-(8-merun-[1,2,4]rpuaszono[ 1,5-a]
nUpuaUH-6-11)-1H-uHnoa-5-un)nunepuans-1-un)3ras-1-oxn (717),
1-(4-(3-u3onponun-2-(8-merun-[1,2,4Jrpuasono[ 1,5-a]nupunnn-6-uin)- 1 H-unnon-5-um)
nunepuauH-1-ui)-2-((1-MeTUILMKIONPONIIT)aMUHO)3TaH-1-0H (768);
1-(4-(3-uzonponun-2-(8-metun-[1,2,4]rpuasonol 1,5-aJnupuaun-6-un)-1H-unnon-5-umn)
NUNepuanH-1-1i)-2-(munepuanH-1-uin)3tas-1-oxH (769),
1-(4-(3-uzonponun-2-(8-metun-[1,2,4]rpuasonol 1,5-a]nupuaus-6-un)-1H-unnon-5-un)
MUNEePUINH-1-11)-2-(MupponuanH-1-un)atan-1-on (770);
1-(4-(3-u3onponun-2-(8-merun-[1,2,4]rpuazono[ 1,5-aJnupunnn-6-un)- 1 H-unnon-5-um)
nunepuauH-1-un)-2-(2-okca-6-azacnupo[3.3JrenraH-6-ui)3TaH-1-oH (771
1-(4-(3-uzonponun-2-(8-merun-[1,2,4Jrpuazono[ 1,5-aJnupunnn-6-uin)- 1 H-unnon-5-um)
nunepuanH-1-ui)-2-(4-(2-MeToKCUITHIT) TUNepa3uH-1-ui)3Tan-1-o1 (772);,
1-(4-(3-uzonponun-2-(8-metun-[1,2,4]rpuasonol 1,5-a]nupuaun-6-un)-1H-unnon-5-un)
nUNepuanH-1-1i)-2-(4-MeToKCunUnepuanH- 1 -1in)3TaH-1-oH (773);
(S)-2-(3-runpoxcunupponuaus-1-un)-1-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]
MUPpUAMH-6-11)-1H-uHnon-5-un)nunepuaus-1-mn)stas-1-oxH (774),
(S)-2-(3-runpokcununepuaus-1-un)-1-(4-(3-usonponun-2-(8-merun-[ 1,2,4]rpuasono[ 1,5-a]
nUpUIUH-6-11)-1H-HHRoa-5-un)nunepuans-1-un)3ran-1-oxn (775);,
(R)-2-(3-runpokcunuppoauans-1-uin)-1-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuasonol 1,5-a]
MUpUIUH-6-11)-1H-uHRoa-5-un)nunepuans-1-un)3ran-1-on (776);,
2-(4-(3-uzonponun-2-(8-merun-[1,2,4]rpuazono[ 1,5-a]nupunnn-6-un)-1H-unnon-5-um)
nunepuanH-1-un)-1-(3-(meruncyabhoHun)azeTnauH- 1 -ui1)3TaH-1-0H (782),
1-(1,1-nuokcunornazonuaus-3-un)-2-(4-(3-usonponun-2-(8-merun-[ 1,2,4Jrpuasono[ 1,5-a]
MUPUAUH-6-1)-1H-uHnon-5-un)nunepuamns-1-un)stas-1-ox1 (783-784),
2-(4-(3-uzonponun-2-(8-merun-[1,2,4Jrpuazono( 1,5-aJnupunun-6-un)- 1 H-unnon-5-um)
nmunepuanH-1-ui)-N-(2-(MeTHITHO)3 THIT)aLieTaMU (785);
1-((2R,4R)-2-(ruapokcumMe T )-4-MeTOKCUIUPPOIHAUH- 1 -1i)-2-(4-(3-u3onponun-2-(8-metui-

[1,2,4]rpuaszono[ 1,5-a]nupunnn-6-un)-1H-unnon-5-un)nunepuauu- 1-um)sran-1-ox (786);
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N-(2-runpokcustn)-2-(4-(3-uzonponui-2-(8-metun-[ 1,2,4]rpuasono( 1,5-a]mupuaun-6-mn)-1H-
WHAOJ-5-HI)UnepuanH- 1 -un)-N-mMerunaueramua (787);
N-31un-N-(2-rugpokcustuin)-2-(4-(3-uzonpomnun-2-(8-metun-[ 1,2,4]rprasonol 1,5-aJnupuaus-6-
un)-1H-unpon-5-un)nunepuans-1-un)aueramun (788);
N-(2-runpoxcustuin)-2-(4-(3-uzonponuin-2-(8-metun-[ 1,2,4]rpuasono( 1,5-a]mupuanun-6-mun)-1H-
HH0JI-5-UN)UNepUaANH- 1 -11)-N-TiponuianeTaMus (789);
(R)-1-(2«(runpoxcumerun)nupponuauH-1-mn)-2-(4-(3-usonponun-2-(8-metun-[ 1,2,4]rpuasono
[1,5-a]mupuanu-6-un)-1H-uHg0n-5-1n)nunepuanH-1-un)sras-1-ox (790,
2-(4-(3-u3onponun-2-(8-merus-[ 1,2,4rpuazonol 1,5-a]nupunun-6-un)- 1 H-unmon-5-un)
nunepuans-1-mn)-N-merun-N-(terparuapo-2H-nupas-4-in)aueramun (791,
N-(3-runpoxcunponun)-2-(4-(3-usonpormn-2-(8-merun-[ 1,2,4Jrpuasonol 1,5-a]mupuaun-6-mm)-
1H-unnon-5-un)nunepunus-1-un)-N-meTunaneramun (792);
2-(4-(3-usonponuin-2-(8-metin-[ 1,2,4]rpuazono[ 1,5-aJnupunun-6-un)-1H-unnon-5-wun)
nunepuant-1-mn)-N-metun-N-(terparuapodypan-3-un)aneramun (793);
N-(2-(1-runpoxcuuukaoneHTn )3 Ti)-2-(4-(3-n3onponui-2-(8-merun-[ 1,2,4] rpuasosno[ 1,5-a]
nUpUaNH-6-1)- 1 H-uHpon-5-un)nunepuaus- 1 -un)-N-metunaueramus (794);
(R)-1-(3~(runpoxcumerun)mopponrno)-2-(4-(3-uzonponun-2-(8-merun-[ 1,2,4]rpuazono[ 1,5-a]
nupuanH-6-un)- 1 H-unnon-5-un)nunepunus-1-un)sran-1-ou (7995),
N-(2-runpoxcu-2-meruinponun)-2-(4-(3-usonponun-2-(8-meruin-[ 1,2,4]rpuazonof 1,5-a]
NUPUANH-6-u)- 1 H-uHnon-5-un)nunepuaus- 1 -un)-N-mMetunaneramun (796),
(S)-1-(3-(runpoxcumerun)mMopdonno)-2-(4-(3-usonponun-2-(8-merui-[ 1,2,4Jrpuasono[ 1,5-a]
NUPUAUH-6-ui)- 1 H-unnon-5-un)nunepuams-1-un)srau-1-ox (797);
(S)-2-(4-(3-uzonponun-2-(8-merun-[ 1,2, 4]rpuaszono| 1,5-a]mupunnn-6-un)-1H-unnon-5-m)
nunepuant-1-mn)-N-metun-N-(TeTparuapodypan-3-un)aleraMun (798);
1-((2R,4R)-2-(runpoKcuMeTHI1 )-4-MEeTHIATHPPOTUIHH- | -1i1)-2-(4-(3-u30mpornui-2-(8-merus-
[1,2,4]rpuasonol 1,5-a]nupuaun-6-nn)-1H-uHnon-5-un)nunepuaus- 1-un)srau-1-on (799),
N-(2-runpoxcustin)-2-(4-(3-usonponun-2-(8-merun-[ 1,2,4]rpuaszono[ 1,5-a]nupuaun-6-mn)-1H-
MHION-5-1i)nunepuanH-1-min)-N-(2-meTunOyThin)aneraMmus (800);
N-muknonponun-N-(2-ruapokcustii)-2-(4-(3-usonponun-2-(8-meruin-[ 1,2,4]rpuazono[ 1,5-a)
NUpUANH-6-11)- 1 H-uHA00-5-un)nunepuaus- 1 -un)aueramun (801);
1-(4-(3-u3onponun-2-(8-merus-[ 1,2,4rpuazonol 1,5-a]nupuaun-6-un)- 1 H-unmon-5-umn)
nunepuaAnH-1-ui)-3-mopdonuHonponan-1-ox (882);
3-(unknonponun(2-ruapokcuaTui)(merun)-14-azanenn)-1-(4-(3-usonponun-2-(8-meruin- 1,2,4]
Tpuazonol 1,5-a]mupuanu-6-un)-1H-unaon-S-un)nunepuaus-1-umnponax-1-ox (883);

3-(1,1-nuoxcunorrnomopdonnHo)-1-(4-(3-usonponun-2-(8-merun-[ 1,2,4]rpuaszono[ 1,5-a]

MUPHANH-6-11)-1 H-uHx00-5-1un)nunepuauH- 1 -un)nponax-1-on (884) WIH
4-(3-uzonporun-2-(8-merui-[ 1,2,4]rpuasono| 1,5-almupuaun-6-un)-1H-uunon-S-un)nunepuanu
-1-kapbokcumunamun (994).
OOuH BapHaHT OCYIIECTBJIEHUS OTHOCUTCS K coeMMHEeHHIO0 opmyibl (1) WK ero cojiu, rae ykazaHHOe Co-
€IMHEeHUE XapaKkTepu3yeTcs CTPYKTypoii popmyJisl (1-4)

(Ra)m
R3\N/\/
Ry OCH,
N —
|// N\ \ N\N
N N
(Re)n NT (1-4),

u Ry, R;3, Ry, Rs, m 1 n onpeneneHsl B nepBOM UM BO BTOPOM acrekTe. B HacToALuil BApUaHT OCYyLLECTB-
JIEHHs BKJIFOUEHBI COEIMHEHUd, B KOTOpbIX R mpencraenset coboii -CHCH;, -CH(CHj3;), unu -CH,CHF,. B Ha-
CTOAIIMI BapUaHT OCYILECTBJICHUS BKJIIOUEHBI COEAMHEHHs, B KOTOpbIX R; mpencraBnser coboit H,
-CH,CH(CH3;),, -CH,CN, -CH,C(CH;),OH, -CH,CH,OCH;, -CH,CH,NH(CH;), -CH,CH,S(O),CHs;,

-CH(CH;)CH,S(0),CHs, -CH,C(O)NH,, -CH,C(O)NH(CH;), -CH,C(O)N(CH;),,
-CH,C(O)NH(CH,C(CH;),0H),  -CH,C(O)N(CH;)(CH,CH;),  -C(O)CH,S(0),CHs,  -C(O)CH,OCHs,
-C(O)CH,NH(CH;), -C(O)CH,NH(CH,CH,OCH,), -C(O)CH,N(CH;),, -C(0)CH,CH,OCHs,

-C(O)CH,CH,N(CH3),, -C(O)CH,CH,CH,S(0),NH,, -C(O)CH,C(CH;),0OH. Takxe B HacTOALIMI BapHaHT
OCYILECTBJIEHHS BKJIFOYEHbI COETMHEHHUS, B KOTOPbIX R| nmpencrasnset codoit -CH(CHj3),.

-25-



037530

OnuH BapHaHT OCYLIECTBIICHUS! OTHOCHUTCS K coennHeHuro hopmynsl (I) uu ero conu, rae ykasaHHoe co-

€IMHEHNEe NpeaCTaBsieT co0oi
6-(3-uzonponun-5-(nmunepuann-4-un)-1H-unnon-2-un)-8-merokcu-[ 1,2,4]rpuasonol 1,5-a]

MUPHIMH (5);
2-(4-(3-uzonponun-2-(8-merokcu-[ 1,2,4]rpuasono[ 1,5-a]lnupuaun-6-un)-1H-unnon-5-um)
MUMEPHANH-1-HIT)aleTOHUTPUI (21);
2-(4-(3-u3onponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]Jnupuann-6-un)-1H-unnon-5-um)
NUNEPUIUH-1-1T)aleTaMua (22),
2-(4-(3-u3onponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]nupuans-6-un)-1H-unnomn-5-1mm)
nunepuauH-1-mn)-N-mMeTunaneTaMus (23);
1-(4-(3-u3onponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]Jnupuann-6-un)-1H-unnon-5-un)
MUNEPUAUH-1-MIT)-2-MEeTHINPONaH-2-011 (24);
2-(4-(3-u3onponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)-1H-unnomn-5-1m)
nunepuauH-1-mn)-N,N-aumernnaueramun (25);
6-(3-uzonponun-5-(1-(oxceran-3-un)nunepuann-4-un)- 1 H-unnon-2-un)-8-merokcu-[1,2,4]
Tpuazono[ 1,5-a]nupunux (44),
6-(3-n3onpomnun-5-( 1-(rerparuapo-2H-nupan-4-un)nunepunnt-4-ui)-1H-unaon-2-m)-8-
metokcu-[ 1,2,4]rpuasono[ 1,5-a]nupuaux (495),
1-(4-(3-u3onponun-2-(8-merokcu-[ 1,2 4]rprazono[ 1,5-a]Jnupuann-6-un)-1 H-unnon-5-un)
NUIepUaNH-1-1)-2-(MeTHIaMHUHO)3TaH- 1 -OH (62),
1-(4-(3-u3onponun-2-(8-merokcu-[ 1,2,4]rpuazono| 1,5-a]nupuaun-6-un)- 1 H-unnon-5-mn)
MUNEPUANH- 1 -1JT)-2-METOKCHITaH- 1 -OH (63);
2-(aumerniaaMuHo)-1-(4-(3-uzonponuin-2-(8-merokcu-[ 1,2,4]rpuasono[ 1,5-a]nupuann-6-un)-1H
-UHAON-5-UJT)TMIIEPUINH- 1 - )3TaH-1-0H (67),
6-(3-(2,2-nucropatun)-S-(nunepunun-4-un)- 1H-unnon-2-un)-8-merokcu-[ 1,2,4]rpuazono
[1,5-a]nupuaux (156),
6-(3-3Tun-5-(nunepuaun-4-un)-1H-unnon-2-un)-8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]nupuaux
(157),
6-(3-uzonponun-5-(1-(2-(Metuncynbd onun)aTun)nunepuanH-4-un)- 1 H-uanon-2-un)-8-merokcu
-[1,2,4]rpuazono[ 1,5-a]nupunux (263),
6-(3-n3onpornun-5-(1-(1-(metuicynbd oHu)nponas-2-un)nunepuant-4-ui)- 1 H-uanon-2-un)-8-
meTokcu-[ 1,2,4]rpuasono[ 1,5-a]nupuaux (264),
6-(3-uzonponun-S-(1-(1-(meruncynbdoHun)nponad-2-un)nunepuaus-4-un)-1 H-unnon-2-un)-8-
meTokcu-[ 1,2,4]rpuasono( 1,5-a]nupuaus (265),
6-(3-uzonponun-5-(1-(2-meroxcnatun)nunepunns-4-uin)-1 H-unnon-2-un)-8-merokcu-[ 1,2,4]
Tpuazono[ 1,5-a]nupunix (266),
2-(4-(3+(2,2-mucropatun)-2-(8-merokcu-[ 1,2,4]rpuaszono[ 1,5-aJnupuann-6-un)-1H-unnon-5-un)
nunepuanH-1-mn)-N,N-qumernnaueramun (329),
2-(4-(3-(2,2-mucropatun)-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-aJnupunun-6-un)-1H-unnon-5-un)
nunepuanH-1-un)-N-meTunaneramun (330),
2-(4-(3-3Tun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]Jnupuaun-6-un)-1H-unnon-5-un)nunepuanH-
1-un)-N-meTunaunerammg (331),
6-(3-31rn-5-(1-(2-(meruncyabdonun)arin)munepunns-4-un)- 1 H-unnon-2-un)-8-metokcu-
[1,2,4]rpuazono[ 1,5-a]nupuaux (332),
2-(4-(3-3Tnn-2-(8-meroxcu-[ 1,2,4]rpuazono[ 1,5-a]mupunns-6-uin)-1 H-unnon-S-un)nunepuamH-
1-un)aueramun (333),
1-(4-(3-aTun-2-(8-meroxcu-[ 1,2,4]rpuazono[ 1,5-a]nupuaus-6-1uin)-1H-uHnon-S-nun)nunepuamH-
1-nn)-2-MeTUnponaH-2-oia (334),

2-(4-(3-3tnn-2~(8-merokcu-[ 1,2,4]rpuasonol 1,5-a]nupuanu-6-un)-1H-uHnon-5-un)nunepuamH-
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1-mn)-N,N-n1merunaueramMun (335);
6-(3-3tun-5-(1-(2-merokcuatun)nunepuann-4-un)-1 H-nanon-2-un)-8-meroxcu-[ 1,2,4]rpuasono
[1,5-a]nupupun (336);
1-(4-(3-(2,2-gudpropatun)-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-aJnupuauu-6-un)- 1 H-unnon-5-mn)
MUNEPUANH-1-11T)-2-MeTUNNPOnaH-2-01 (349),
4-(4-(3-m3onponuin-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]nupuann-6-un)-1H-unnon-5-mn)
nunepuanH-1-mn)rerparunpo-2H-tuonupan-1, 1 -nuokcun (561),
6-(5-(1-(2,2-gumerunrerparunpo-2H-nupan-4-mn)nunepuaun-4-un)-3-usonpomnui-1 H-unnon-2-
un)-8-merokcu-[1,2,4]rpuaszono[ 1,5-a]lnupunun (562-564);,
(R)-3-((4-(3-uzonponun-2-(8-merokcu-[ 1,2,4]tprazono[ 1,5-a]nupunun-6-uin)-1H-unnon-5-un)
nunepuanH-1-mn)merun)mopdonuH (565);
6-(3-uzonponun-5-(1-((3-merunokceran-3-un)Merun)nunepuauH-4-un)-1H-unnon-2-nm)-8-
Mertokcu-[ 1,2,4]tpuazono[ 1,5-a]nupuanx (566);
3-(4-(3-uzonponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]mupunanun-6-un)-1H-unnon-5-um)
nUnepuaAnH-1-min)uukiao0yTaH-1-kapOooHUTpUI (567);
6-(3-uzonponun-S-(1-(rerparuapodypas-3-un)nunepuans-4-un)- 1 H-unnon-2-nn)-8-metokcu-
[1,2,4]rpuasono[ 1,5-a]mupuaun (568-569);
2-(4-(3-m3onponuin-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]Jnupuann-6-un)-1H-unnon-5-mn)
nunepuanH-1-ui)-N-meTunsTas-1-aMuH (570);
6-(3-(2,2-nudropatun)-5-(1-(oxceran-3-un)nunepunnn-4-uin)- 1 H-unpon-2-umn)-8-merokcu-
[1,2,4]rpuasono[ 1,5-a]mupuaun (598);
6-(3-3T111-5-(1-(0okceTan-3-un)nunepuanH-4-un)-1H-unnon-2-un)-8-merokcu-[ 1,2,4] rpuazono
[1,5-a]nupupun (600);
(4-(3-m3onponun-2-(8-merokcu-[ 1,2,4Jrpuaszono[ 1,5-a]Jnupunnn-6-un)-1H-unnon-5-mn)
nunepuanH-1-un)(rerparuapodypan-2-uin)MeTaHOH (663),
1-(4-(3-u3onponun-2-(8-merokcu-[ 1,2,4]rpnazono[ 1,5-a]nupuann-6-un)-1H-unnon-5-mn)
nunepuanH-1-mi)-3-merokcunponas- 1 -ox (664);
4-(4-(3-m3onponui-2-(8-merokcu-[ 1,2, 4] tpuazono[ 1,5-a]nupuaun-6-umn)-1H-unmon-5-umn)
nunepuanH-1-ui)-4-okcodyran-1-cynbhonamun (665);,
1-(4-(3-u3onponun-2-(8-merokcu-[ 1,2, 4]rpuazono[ 1,5-a]nupuaun-6-un)-1H-unmon-5-mn)
nunepuanH-1-un)-2-(rerparuapo-2H-nupan-4-un)staH-1-oxH (666),
3-(numeTnnamMuHo)-1-(4-(3-uzonponun-2-(8-meroxcu-[ 1,2, 4Jrpuazono[ 1,5-aJnupuann-6-un)-1H
-MH0J1-5-UJ1)TUIIePUIMH- 1 -WT)IpornaH-1-oH (667),
1-(4-(3-u3onponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]nupuaun-6-un)-1H-unnon-5-mn)

nunepuanH-1-ui)-2-(MetTuncyabHoHuN)3TaH-1-0H (668);
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3-runpokcu-1-(4-(3-uzonponun-2-(8-merokcu-[ 1,2,4Jrpuazono[ 1,5-aJmupunun-6-un)-1H-unnon
-5-unm)nunepuanH-1-umn)-3-meTundyran-1-ox (669),
(S)-1-(2-(4-(3-uzonponun-2-(8-merokcu- 1,2,4]rpuazonol 1,5-aJnupunnn-6-un)-1H-unnon-5-umn)
MUIEPUINH- 1 -KapOOHMIT) TUPPOTUAUH- | -11)3TaH-1-0H (670);
1-(3-(4-(3-m3omnpomnun-2-(8-merokcu-[ 1,2,4]rpuazono( 1,5-a]mupuann-6-un)- 1 H-uunon-5-un)
MUMEPUANH-1-1JT)-3-0KCOMPOMUI ) TUPPOITUIAUH-2-0H (671);
(4-(3-m3omponun-2-(8-merokcu-[ 1,2,4]rpuasonol 1,5-a]nupuaun-6-un)- 1 H-unnon-5-un)
nunepuauH-1-un)(1-MeTuInUppPONUANH-3-HIT)METAaHOH (672),
1-(4-(3-n3omnpomnun-2-(8-merokcu-[ 1,2,4]rpuasono[ 1,5-a]nupunun-6-un)-1H-unnon-5-mn)
nunepuanuH-1-un)-2-mopdonHosTaH-1-0H (673),
((2S,4R)-4-runpokcunuppoauanH-2-un)(4-(3-usonpomnun-2-(8-merokcu-[ 1,2,4]rpuasonol 1,5-a)
MUPUANH-6-U1)-1 H-UHOoN-5-un)nunepuauH-1-un)MeTaHoH (674),
(4-(3-m3omponun-2-(8-merokcu-[ 1,2,4]rpuasonol 1,5-a]nupuaun-6-un)- 1 H-unnon-5-un)
nunepuauH-1-un)((2S,4R)-4-MeToOKCUITUPPONTUANH-2-HUIT)METAHOH (675);
(4-(3-uzonponun-2-(8-merokcu-[ 1,2,4]rpuazono( 1,5-a]mupuann-6-nn)-1 H-unnon-5-mm)
nunepuauH-1-un)(1-MeTHINUppOIUANH-3-HIT)METAaHOH (676);,
4-(4-(3-uzonpomnun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]nupunun-6-un)-1H-unnon-5-umn)
NUNepUauH-1-kapOOHHIT)-1-METHIMHPPONTUANH-2-0H (677),
4-(4-(3-uzonponui-2-(8-merokcu-[ 1,2,4]rpuazomno[ 1,5-a]nupunun-6-un)-1H-unnon-5-mn)
MUIePUINH- 1 -KapOOHMI)-1-METHIITPPONTUANH-2-0H (678);
(4-(3-uzonponun-2-(8-merokcu-[ 1,2,4]rpuazono( 1,5-a]mupuann-6-un)-1 H-unnon-5-mm)
nunepuauH-1-un)(1-MeTHINUPPOTUAUH-3-HUJ1)METAHOH (679),
2-(numetnnaMuHo)-1-(4-(3-atun-2-(8-meroxcu-[ 1,2,4]rpuazono[ 1,5-a]mupuauH-6-mn)-1H-
WHZO0JI-5-WIT)TUNepuauH-1-un)3Tan-1-o0 (701);
1-(4-(3-3Tun-2-(8-merokcu-[1,2,4]rpuazonol 1,5-aJnupuann-6-un)-1H-unnon-5-un)nunepuans-
1-11)-2-(MeTHIaMHHO)3TaH-1 -0H (702),
1-(4-(3-m3ompomnun-2-(8-merokcu-[ 1,2, 4]rpuazono[ 1,5-a]nupunun-6-un)-1H-unnon-5-mn)
nunepuanH-1-mi)-2-((2-MeTOKCHITHIT)aMHHO)3TaH- 1 -OH (780),
1-(4-(3-n3omnponun-2-(8-merokcu-[ 1,2,4]rpuasono[ 1,5-a]nupuaun-6-un)-1H-unnon-5-mn)
nunepuanH-1-un)-2-((3-mMeTunokceTan-3-1i)aMHHO)3TaH- 1 -0H (781),
2-(4-(3-u3onponun-2-(8-merokcu-[ 1,2,4]rpuazonol 1,5-a]nupunun-6-un)-1H-unnon-5-un)
nunepuauH-1-mn)-N-(3-MeTuIokceTaH-3-ui)alueTaMun (854); Tper-OyTui-
3-(2-(4-(3-u3onpomnui-2-(8-merokcu-[ 1,2, 4]rpuazono[ 1,5-a]nupunnn-6-un)- 1H-unnon-5-um)
MUMepUINH- 1 -HiT)alleTaM110)a3eTHANH- 1 -kapOOKCHIaT (8595);

2-(4-(3-m3onponun-2-(8-meroxcu-[ 1,2,4]tpuaszono[ 1,5-a]Jnupuaun-6-un)-1H-unnon-5-un)
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nunepuanH-1-un)-N-(4-mertunrerparuapo-2H-nupan-4-un)aueramug (856);
N-(2-runpokcu-2-merunnponun)-2-(4-(3-usonponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]
nupuaAnH-6-un)-1H-uunon-5-un)nunepuams-1-un)aneramun (857);
1-(1, 1-auokcunoruomMopdoauHo)-2-(4-(3-usonponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]
nupuauH-6-un)-1 H-unnon-5-un)nunepuaun-1-mun)atas-1-oxn (858);
N-311n-2-(4-(3-uzonponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-alnupuaun-6-un)- 1 H-unnon-5-
un)nunepuanH-1-un)-N-metunaueramun (859),
2-(4-(3-uzonponun-2-(8-merokcu-[ 1,2,4]rpuazono| 1,5-a]lnupuaus-6-un)-1H-unnomn-5-umn)
nunepuanH-1-ui)-N-(1-MeTnnukno0y THiI)aneTaMig (860),
N-((3-3Tunokceran-3-un)merun)-2-(4-(3-usonponun-2-(8-meroxcu-[ 1,2,4]rpuazono[ 1,5-a]
MUPUANH-6-u1)- 1 H-uHnon-5-un)nunepuaus-1-un)aneramun (861);
2-(4-(3-uzonponun-2-(8-merokcu-[ 1,2,4]rpuazono| 1,5-aJnupuamus-6-un)-1H-unnon-5-un)
nunepuanH-1-mn)-N-((3-MeTHIoKceTaH-3-11)MeTHIT )aLleTaMU (862);
(R)-1-(3-ruppokcunupponuaus-1-nmn)-2-(4-(3-uzonponui-2-(8-merokcu-[ 1,2,4Jrpuazono[ 1,5-a]
NMUpUANH-6-un)- 1 H-unpon-5-un)nunepuans-1-un)3tas-1-on (863);
1-(3-¢ropazerunun-1-un)-2-(4-(3-uzonponuin-2-(8-meroxcu-[ 1,2,4]rpuazono[ 1,5-a]nupuanx-6-
un)-1H-unpon-5-un)nunepuaus-1-mn)stan-1-oxn (864),
1-(3,3-nudropazeruaun-1-un)-2-(4-(3-uzonponui-2-(8-meroxcu-[ 1,2,4]rpuazono[ 1,5-a]
nUpUAMH-6-un)-1H-unnon-5-un)nunepuaus-1-un)stan-1-oxn (8695);
4-(2-(4-(3-n3onponuin-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]nupunun-6-un)-1H-unnon-5-un)
MUNEPUANH-1-1T)aleTia)nunepasH-2-oH (866),
1-(3-runpokcuazerunus-1-un)-2-(4-(3-usonponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]
nUpUAMH-6-un)-1H-unnon-5-un)nunepuaus-1-un)stan-1-oxn (867),
(R)-1-(3-propnupponuans-1-nn)-2-(4-(3-usonponun-2-(8-merokcu-[ 1,2,4]rpuasono[ 1,5-a]
nUpuAMH-6-1)-1H-unnon-5-un)nunepuaus-1-un)stan-1-oxn (868);
1-((2S,6R)-2,6-numerunmopd onuHo)-2-(4-(3-uzonponui-2-(8-merokcu-[ 1,2,4]rpuaszono[ 1,5-a)
nUpUAMH-6-un)-1H-unnon-5-un)nunepuaus-1-un)stan-1-oxn (869),
1-(azerunun-1-un)-2-(4-(3-n3onponuin-2-(8-merokcu-[ 1,2,4]rpnazono[ 1,5-a]nupunnn-6-un)-1H
~MHJ0J1-5-WJT)TUNEePUANH-1-n)3Tan-1-0H (870);
(R)-2-(4-(3-uzonponun-2-(8-merokcu-[ 1,2,4]tpuasono[ 1,5-aJnupuann-6-un)-1H-unnon-5-umn)
nunepuanH-1-un)-1-(3-metunmoponuno)atas-1-ox (871);
1-(3,3-audropnupponuaus-1-uin)-2-(4-(3-usonponun-2-(8-meroxcu-[ 1,2,4Jrpuasono[ 1,5-a]
nupuauH-6-un)-1H-unnon-5-un)nunepuaus-1-un)stan-1-oxn (872),
1-(2,5-numernnnupponuaus- 1 -ui)-2-(4-(3-usonponui-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]
MUPUAMH-6-1)-1H-uHnon-5-un)nunepuaus-1-un)stan-1-oxn (873);
(S)-1-(3-runpokcunupponuaus-1-mn)-2-(4-(3-usonponun-2-(8-merokcu-[ 1,2,4]rpuazono[ 1,5-a]
nupuaAnH-6-un)-1 H-unnon-5-un)nunepunun-1-mn)stas-1-on (874),
(S)-1-(3-dropnupponaunus-1-mn)-2-(4-(3-uzonponui-2-(8-merokcu-[ 1,2,4]rprasono[1,5-a)
nupuAMH-6-1n)-1H-unnon-5-un)nunepuauu-1-un)3raH-1-ox (875),
2-(4-(4-drop-3-uzonponun-2-(8-merokcu-[ 1,2,4]rpuaszono[ 1,5-a]nupunnn-6-un)-1H-ungon-5-
un)nunepuant-1-ui)-N,N-numerunaneraMmun (991);,
6-(4-prop-5-(1-u300yTunnunepunun-4-imn)-3-usonponui-1 H-unnon-2-un)-8-merokcu-[ 1,2,4]
TpHrasono[ 1,5-a]nupunux (992) WIH
6-(5-(1-(2,2-numerun-1,3-auokcau-S-un)nunepuauH-4-un)-4-gprop-3-usonponui-1H-unnon-2-
un)-8-metokcu-[1,2,4]tpuazonol 1,5-a]nupunu (993).

OnuH BapUaHT OCYIIECTBJIEHUSI OTHOCUTCS K coeauHeH o dopmyiisl (I-4) unu ero conm, rae R npencras-
qsiet coboit -CH(CHj3),; m npeacrasiser co6oit HOJb, n npeacTasjsieT co00i HOJIb U R3 ompeneneH B nmepBoM
acrekTe WM BO BTOpoM acrekte. COeMHEHHs 10 HACTOSIIEMY BAPUAHTY OCYIIECTBJICHHS XapaKTEPU3YIOTCS
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CTpYKTYpOit popmyisl (1-4a)

B Hacrosmuii BapHaHT OCYIIECTBJICHHS BKIIOYEHBI COCOMHEHHUS, B KOTOPBIX R; mpencraBiser coboii
-(CRR)12C(O)NRyR,, rae xaxapiii R, HezaBucumo npencrasiser codoi H nmm -CH; m xaxaeiit R, HesaBucu-
Mo nipenctasasieT co6oit H wnu -CH;. Taxke B HacTOSsIIIMIT BapuaHT OCYILIECTBICHUS BKJIIOYEHBI COSMHEHUS, B
koTopbIX R; mpencrasnset coboii -CH,C(O)NH,, -CH,C(O)NH(CHj;) unu -CH,C(O)N(CHj;),.

OMH BapHaHT OCYIECTBICHHUS OTHOCUTCS K coenquHeHuio Gopmyasl (I) wim ero couiu, rjie ykazaHHOE CO-
€IMHEHHE MPEICTaBISIET COO0H
HG
Hac’NY\N RO cn, Haz

¢}
NT(25)

B Hacrosiuii BapuaHT OCYyILIECTBICHUS BKIoYeH 2-(4-(3-uzonponun-2-(8-metokcu-[1,2,4]rpuazono[l1,5-
alnupuauH-6-n1)- 1 H-unnoa-5-nn)nunepuans-1-u1)-N,N-aumerunaneramun (25). Taxke B HacTosmuid Bapu-
aHT  OCYUIECTBJICHHMsS  BKJIIOUEHA OJHA WJIM  HECKOJIbko  cojeit  2-(4-(3-uzornponun-2-(8-MeTokcu-
[1.2,4]tpuazono[1,5-a]mupuann-6-un)-1H-unnon-5-un)nunepuant- 1 -un)-N,N-1umeTunaneramuaa.

OuH BapuaHT OCYILECTBICHUSI OTHOCUTCS K coenuHeHuio Gopmysl (I) wnu ero couu, rie ykazaHHOE CO-
€/IMHEHUE XapakTepu3yeTcs CTPYKTypoit popmy.sl (I-5)

(Ra)m
Rawy “ /C Ha
R4 o
D \_ S
R
(Rs)n N (1-5),

u Ry, R;, Ry, Rs, m 1 n onpeneneHs! B nepBoM WM BO BTOPOM acrnekTte. B HacTosuii BapuaHT oCyIeCTB-
JICHUs BKJIIOUEHBI COCMHEHMS, B KOTOPBIX R, mpencrasnset coboii -CH(CHj3),. B HacTosmmii BapuaHT ocyiie-
CTBJICHUSI BKJIIOYEHBI COEIMHEHHUS], B KOTOPBIX R; mpeacrasnser coboit

H,  -CH.CN, -CH:C(O)NH,  -CH>C(O)NH(CHs),
~CH,C(O)NH(CH,CH3), ~CH>C(O)NH(CH,CH,CN), ~CH>C(O)NH(CH,CH,CF3),
~CH,C(O)NH(CH(CHs),), —CH,C(O)N(CH3)CH>CH,OCH3, —CH,C(O)N(CH3)CH,CH,CN,
~CH,C(0)N(CH3)CH>CH,CH,OH, ~CH,CH,S(0);NH, ~CH,CH,S(0),CH,

—CH,C(O)NHCH(CH,CHOH)(uuknonporn)
Taxke B HACTOSIIMM BapUAHT OCYIECTBJICHUS BKJIIOUEHBI COEMHEHHUS, B KOTOPBIX R mpeacTasiser coboit
-CH(CH,),.
O/IMH BapHaHT OCYIIECTBJICHHUSI OTHOCUTCS K COeMUHCHUIO opmylibl (I) miu ero cosu, rie ykasaHHoe Co-
€JMHEHHE NMPeJICTaBIsIET COO0MH
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6-(3-usonponui-S-(nunepuant-4-un)-1H-unnon-2-un)-8-(Merokcumerun)-[ 1,2,4Jrpuazono
[1,5-a]mupunun (6);
2-(4-(3-uzonponui-2-(8-(meroxcumerun)-[ 1,2,4rpuazono[ 1,5-aJmupuaus-6-un)-1H-ungon-5-
un)nunepuaut-1-mn)-N,N-qumerunaneraMua (198);
2-(4-(3-uzonponun-2-(8-(meroxcumerun)-[ 1,2,4rpuazono[ 1,5-a]mupuaun-6-un)-1H-unnon-5-
W) TMNepUInH- 1 -1T)aneTaMun (199);
6-(3-uzonponun-5-(1-(2-(meruncynabdonun)stun)nunepuaun-4-un)-1H-unnon-2-un)-8-
(merokcumertun)-[1,2,4]tpuasono[ 1,5-a]nupuaun (200);
2-(4-(3-u3onponun-2-(8-(meroxkcumerun)-[ 1,2,4rpuazono[ 1,5-aJmupuaun-6-un)-1H-nnnon-5-
WJT)TUNEePUIMH- | -1IT)aLleTOHUTPUIT (201);
2-(4-(3-u3onponun-2-(8-(meroxkcumermn)-[ 1,2,4rpuazono[ 1,5-aJmupunun-6-un)-1H-nnnon-5-
un)nunepuaus-1-mn)-N-mMeTunaneraMun (202),
2-(4-(3-m3onponun-2-(8-(merokcumerun)-[ 1,2,4rpuazono[ 1,5-aJmupunun-6-un)-1H-nnnon-5-
W) TUNEePUaNH- 1 -un)3Tas-1-cynbdoHamug (203);
6-(3-uzonponun-5-(1-((1-merun-1H-1,2,3-rpuazon-4-un)merun)nunepuaus-4-un)-1H-unnon-2-

un)-8-(metokcumeruin)-[ 1,2, 4]tpuazonol 1,5-a]nupunux (470),
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6-(3-uzonponun-5-(1-((2-mMeTunnupuMuanH-S-un)merin)nunepuaus-4-un)- 1 H-uunon-2-ui)-8-
(merokcumernn)-[1,2,4]rpuaszonol 1,5-a]lnupuaux (471);
6-(3-u3onponun-5-(1-((3-merunokceran-3-un)merun)nunepuaus-4-mun)-1H-unnon-2-mn)-8-
(meroxcumetun)-[1,2,4]tpuazono[ 1,5-a]nupunux (472);
6-(3-uzonponun-5-(1-(okceran-3-un)nunepunus-4-mn)-1 H-unnon-2-un)-8-(Metokcumeruin)-
[1,2,4]Tpnazono[1,5-a]nupunun (473);,
2-(2-(4-(3-uzonponun-2-(8-(merokcumerun)-[ 1,2,4]rpuazono[ 1,5-aJnupunus-6-un)-1H-unnon-5
~WJT)TUIePUANH- 1 -HIT)3THIT)U30THA30MAMH- 1, | -AHoKCH I (474);
N-(2-unanoatun)-2-(4-(3-u3onponun-2-(8-(merokcumerui)-[ 1,2,4]rpuazono[ 1,5-a]mupuans-6-
un)-1H-unpon-5-un)nunepuaus-1-un)-N-MeTunaneramun (811);
(S)-1-(2-(runpokcumeTnn) nupponuaAnH-1-mn)-2-(4-(3-usonponun-2-(8-(meroxkcumerun)-[ 1,2,4]
TpHazono[ 1,5-aJmupunus-6-un)-1H-unnon-S-un)nunepuaus-1-un)atas-1-on (812);
1-(1,1-auoxcuno-1,2,4-rnannasnnan-4-uin)-2-(4-(3-usonponun-2-(8-(meroxcumernn)-[ 1,2,4]
TpHazono[ 1,5-aJmupunus-6-un)- 1 H-unnon-S-un)nunepuaus-1-un)aras-1-on (813);
N-(3-rungpoxcunponun)-2-(4-(3-usonponun-2-(8-(merokcumerun)-[ 1,2,4Jrpuazono[ 1,5-a]
nUpUANH-6-un)-1H-unnon-5-un)nunepuans-1-un)-N-merunaueramug (814),
2-(4-(3-u3onponun-2-(8-(Merokcumeruin)-[ 1,2,4rpuazono[ 1,5-a]mupunun-6-un)-1H-unnon-5-
un)nunepuaus-1-mn)-N-merun-N-(terparuapo-2H-nupan-4-un)aneraMun (815);
N-311n-2-(4-(3-u3onponuin-2-(8-(merokcumerun)-[ 1,2,4]rpuaszono[ 1,5-a]nupuans-6-umn)-1H-
HHJIOJI-5-WJT)TUIIEpUAMH- 1 -1iT)aeTaMun (816);
N,N-nustun-2-(4-(3-u3onpomnun-2-(8-(merokcumern)-[ 1,2,4Jrpuazono[ 1,5-a]mupuaun-6-mn)-1
H-unnon-5-un)nunepunus-1-un)aneramun (817),
N-(2-rugpoxcuatuin)-2-(4-(3-uzonponun-2-(8-(merokcumeruin)-[ 1,2,4]rpuazosno[ 1,5-a]nupunun-
6-un)-1H-unnon-5-un)nunepuaun-1-un)-N-merunaueramun (818);
N-311n-2-(4-(3-u3onponuin-2-(8-(merokcumerun)-[ 1,2,4]rpuaszono[ 1,5-a]nupuans-6-un)-1H-
HHAOJ-5-un)nunepuant-1-un)-N-MeTunaneraMun (819);
2-(4-(3-uzonponuin-2-(8-(merokcumerun)-[ 1,2,4]rpuazono[ 1,5-a]nupunun-6-un)-1H-unnon-5-
un)nunepuant-1-un)-N-(2-merokcuatin)-N-meTunaueraMug (820);
N-uzonponun-2-(4-(3-uzonponun-2-(8-(merokcumerun)-[ 1,2, 4] tpuazono[ 1,5-a]nupuaus-6-un)-
1H-unnon-5-un)nunepuauH-1-un)aneramMun (821);
1-((2R,4R)-2-(ruapokcumeTHn )-4-MeTOKCUITUPPOIHAMH-1 -1 )-2~(4-(3-uzonponuin-2-(8-
(merokcumerun)-[1,2,4]rpuasono[ 1,5-a]nupuaus-6-un)-1H-unnon-S-un)nunepuanH-1-un)sraH-
1-on (822),
(S)-2-(4-(3-m3onpomnun-2-(8-(meroxkcumerun)-[ 1,2,4]rpuazonol 1,5-a]nupuans-6-mn)- 1 H-unmon-

S-un)nunepuaus-1-ui)-N-metusn-N-(terparuapodypaH-3-ui)aneraMun (823);
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1-((2R,4R)-2-(runpokcumernn)-4-(tpudropmerin) nupponuans- 1 -mn)-2-(4-(3-uzonponun-2-(8-
(merokcumeruin)-[1,2,4]tpuasono[ 1,5-a]mupuaun-6-un)-1H-uHnon-S-un)nunepuanH-1-ui)sTaH-
1-oH (824);
N-31rn-N-(2-ruapokcustiun)-2-(4-(3-uzonpomnin-2-(8-(merokcumeruin)-[ 1,2,4Jrpuasono[ 1,5-a]
nUpUINH-6-1)- 1 H-unnon-5-un)nunepuans-1-nn)aueramun (825),
2-(4-(3-uzonponun-2-(8-(Merokcumerun)-[ 1,2, 4rpuazono[ 1,5-alnupunun-6-un)-1H-unnon-5-
un)nunepuaut-1-un)-1-(3-(Meruncynbhonnn)aseTuant-1-mn)ITasH-1-ox (826);
1-(1,1-nuokcunoriomopdonuHo)-2-(4-(3-usonporun-2-(8-(merokcumeruin)-[ 1,2,4]rpuasono
[1,5-a]nupunun-6-uin)-1H-1HA0A-5-1n)IunepuiH- 1 -un)stan-1-o1 (827);
N-(2-runpokcu-2-merunmnponun)-2-(4-(3-usonponun-2-(8-(Merokcumerun)-[ 1,2,4]rpuazono
[1,5-a]nupuans-6-nn)-1H-uHnon-5-un)nunepuant-1-mn)-N-metunateramun (828);
(R)-1-(3~(runpokcumerun)Mopdonnno)-2-(4-(3-usonponun-2-(8-(merokcumerun)-[ 1,2,4]
Tpuazonol[ 1,5-a]nupuanH-6-un)-1H-unnon-5-un)nunepuns-1-um)stau-1-ox (829),
1-(4,4-audroprnunepuaus-1-un)-2-(4-(3-u3onponun-2-(8-(Merokcumerun)-[ 1,2,4] rpuazono
[1,5-a]nupunun-6-mn)-1H-unnon-5-un)nunepuaus-1-un)sran-1-oxn (830),
1-(3,<ns1:XMLFault xmlns:ns1="http://cxf.apache.org/bindings/xformat"><ns1:faultstring xmlns:ns1="http://cxf.apache.org/bindings/xformat">java.lang.OutOfMemoryError: Java heap space</ns1:faultstring></ns1:XMLFault>