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O0J1acTh TEXHHKH, K KOTOPOi OTHOCHTCS M300peTeHHe

B Hacrosimem n300peTeHNH MPEAYCMOTPEHBI COETMHEHHS, KOTOPbIE SBISIOTCS MHTMOUTOpaMH (epMeHTa
PDEI, u ux nmpuMeHeHHe B KauecTBE JIEKAPCTBEHHOTO Ipernapara, B YaCTHOCTH, ISl JICUeHHUs] HelpoereHepa-
THUBHBIX PACCTPONCTB M IICHXWYECKUX PACCTPOHUCTB. B HacTosmeM H300peTeHNH TaKXKe MPpeIyCMOTPEHBI (papMma-
[EBTHYECKIE KOMITO3UIINHY, COIePIKaIlie COSIMHEHNUS M0 HACTOAMIEMY N300pETEHHIO, M CIIOCOOBI JISUeHHUS pac-
CTPOMCTB C MPUMEHEHUEM COSAWHEHHUN MO HACTOSIIEMY H300PETCHHIO.

IIpeanochliIKM K CO3AAHHI0O H300peTEeHH

Ha BceMm mpoTskeHUHM HaHHOW 3asBKU CCBUIKM Ha Pa3iWYHbBIC MyOIMKAIIUN MPUBOIATCS BO BCEll MOJHOTE.
PackpbiTust 3THX MyOIUKanuii TeM caMbIM BKITIOUECHBI B IAHHYIO 3asBKY ITOCPEACTBOM CCBHIIKH IS O0JIee TOJIHO-
T'O ONHCAHMS YPOBHS TEXHUKH, K KOTOPOMY OTHOCHTCSI HacTosIIee H300peTeHue.

Bropuunble mocpenHMKH IUKINYecKHe HykineoTuasl (cN), Kak HUKIMYeCKHH aaeHo3uHMoHOodochaT
(cAMP) n muknyecknii ryanosuamMoHogocdar (cGMP), nrpatoT 0CHOBHYIO POJIb BO BHYTPUKIETOYHOM KacKa-
Jie Tiepelayn CHUTHAIIOB, peryimpys cN-zaBucumble nporenHknHasbl (PKA u PKG), EPAC (aktuBupyemble
cAMP ob6menHsle 6enkn), pocdonporenHocdarassl w/uau cN-yrnpasiIsieMble KATHOHHBIE KaHAIBL. B Heliponax
3TO TpeaycMaTpuBaeT akTuBaimio CAMP- m ¢cGMP-3aBucuMBIX KWHa3 W mocheayromee (hocGopuInpoBaHHe
0eTKOB, yJaCTBYIOIINX B paHHEW PEeTyIAUN CHHANTHIECKOHN mepenadn, a Takke B TU(GEpeHINaii U BEIKH-
BaHWU HEWpOHOB. BHyTpuKkieTounslie koHIeHTpanmu cAMP u ¢cGMP ctporo perymupyroTcss CKOPOCThIO OHO-
CHHTE3a NP MOMOIY IHKIA3 U CKOPOCTBIO Ierpamanuu mpu nomomu docdomudcrepas (PDE, EC 3.1.4.17).
PDE npenctaBisroT co0oi THApOa3kl, BKIOYAIONINE Ba METalIa, KOTOphle HHAKTUBUPYIOT CAMP/cGMP mo-
CPEIICTBOM KAaTAJIMTHIECKOTO THIPOIN3a 3'-CII0KHOI(GUPHON CBS3H, 00pa3ysl HeaKTUBHEIN 5'-MoHOdocdar. T1o-
ckonbKy PDE sBAIOTCS €AMHCTBEHHBIMU CPEICTBAMHM Jerpafalluy IUKINYeCKUX HykiaeoTuaoB cCAMP u cGMP
B kietkax, PDE wrpaior He3aMeHMMYIO poJb B Iepefade CHI'HAJIOB C y4acTHEM LUKINYECKUX HYKICOTHIOB.
Buner katanmutiueckort aktuBHOCTH PDE obGecneunBaror paspymienue cN B mpejieiax IMHPOKOTO JTHANa30HA
KOHIEHTpalid cN BO BceX KIIETKaxX, a MX PasHOOOpas3HbIe PeryJsITOpHBIE MEXaHW3MBbl 00ECTICUNBAIOT HHTETpa-
IIUI0 C MHOTOYHCIIEHHBIMHY ITyTSMH Nepejadll CUTHAJIOB U MEPEKPecTHYIo cBsi3b ¢ HUMHU. Konkpernsie PDE Ha-
[ENUBAIOTCS B OTACIHHBIE KOMIIAPTMEHTHI B TPeIeiax KIETOK, TJe OHW KOHTPOIHPYIOT ypoBeHb cN u hopmu-
PYIOT MUKpocpeny it MHOkecTBa curaaiocoMm cN (Sharron H. Francis, Mitsi A. Blount, and Jackie D. Corbin.
Physiol Rev 2011, 91: 651-690).

Hcxons u3 cyberparnoit cnenmduanoctu cemerictea PDE mMoxHO pasnmenuts Ha Tpu rpynnsl: 1) cAMP-
cnermuduaeckue PDE, kotopeie Bkmogator PDE4, PDE7 u PDES, 2) cGMP-cenextuBnbie hepmenTsl - PDES 1
PDE9 u 3) nByxcyoctpatasie PDE - PDE1, PDE2, PDE3, a taxoke PDE10 u PDE11.

Panee o6o3Hauaemas kak kansMoayiuH-ctumyiupyemass PDE (CaM-PDE), PDE!I sBnsieTcss yHUKaIbHOM
TeM, YTO OHA pEryIMpyeTcs 3aBHCHMBIM 0T Ca’  06pasoM ¢ moMmombio KamsMmomymmHa (CaM, Ca’'-
cBsi3bIBaRONIHIT Genok Maccoii 16 kJla) B komruiekce ¢ ueThiphMs Ca>  (0630p cM. B Sharron H. Francis, Mitsi A.
Blount, and Jackie D. Corbin. Physiol. Rev. 2011, 91: 651-690). Takum o6pazom, PDE] npexacraBisieT BBI3bI-
BAIOILYI0 HHTEPEC PEryIATOPHYIO CBS3b MEKIY HMKIMYECKMMHU HYKICOTHIAMH U BHyTpukierounsiM Ca’’. Ce-
meiictBo PDE1 komupyercs tpems renamu: PDE1A (kapTupoBan Ha xpomocome denoseka 2q32), PDE1B (mo-
nokeHue Ha Xxpomocome uenoBeka, hel: 12q13) u PDEIC (hel: 7p14.3). Oun uMeroT anbTepHATHBHBIE TIPOMOTO-
PHI U 32 CUET aIbTePHATHBHOTO CIDIAWCHHTa 00pa3yl0T MHOKECTBO OEIIKOB, KOTOPHIE OTIMYAIOTCS CBOMMH PETy-
JSITOPHBIMHA CBOWCTBaMHM, CPOJICTBOM K CyOCTpary, cnenu()UIeCKUMH aKTHBHOCTAMH, KOHCTAHTAMH aKTHBAIHH
CaM, pacrpeneneHieM B TKaHSIX UM MOJEKYJIIPHOW Maccoid. Y dernoBeka HAaeHTH(HUIMpoBaHo Oonee 10 u3o0-
dbopm. Ux MmonekymsipHas macca BappupyeT oT 58 10 86 k/la Ha MoHOMep. N-KOHIICBOW PETyJIsATOPHBIN JOMEH,
KOTOpHI comepxut aBa Ca’’/CaM-CBA3BIBAIOIMX TOMEHA M JBa caiiTa (ocOPUIMPOBAHHS, Pa3rPaHHUMBACT
MX COOTBETCTBYIOIINE OCNKHM W MoaynupyeT ux onoxumuueckue ¢pynkuun. PDE] mpencrasnsier co0oit nByx-
cyocrpatayro PDE, mpu stom moarun PDEIC xapakrepu3yeTcss OIMHAKOBON aKTHBHOCTHIO B OTHOLICHHU
cAMP 1 ¢cGMP (Km = 1-3 MmxM), B To Bpems kak nmoaruritl PDE1A u PDE1B xapakTepusyroTcst MpeamnovTeHn-
eM B otHomeHnu cGMP (Km mnst cGMP = 1-3 MM, a gt cAMP = 10-30 MxM).

Bonbime kommuectsa noarunoB PDE] oTMedeHB! B TOJIOBHOM MO3Te, M OHH JIOKaJIM30BaHEL, TJIABHBIM 00-
pasom, B nosiocaroM Tene (PDE1B), runmokamne (PDE1 A) u xope Gonbinx nomymapuit (PDELA), n Takas
JIOKAJIN3alKs SIBISIETCS KOHCEPBATHBHOW Uil pa3HBIX BUIOB (Amy Bernard et al. Neuron 2012, 73, 1083-1099).
B kope Oonpmmx nonymapuit PDE1A npucyTcTByeT riiaBHBIM 00pa3oM B INIyOOKHX CIIOSIX 5 M 6 KOPBI OOJIBIINX
TOJTyIIapuil (BBIXOMIHBIE CJIOM), U €€ NMPUMEHSIOT B KauecTBE CIENU(UISCKOTO MapKepa JJIsl TIIyOOKHX CIIOCB
KOpBI OonbIux nosrymapuii. Maru6utopsl PDE] moBbImaoT ypoBHH BTOPHYHBIX MOCPETHUKOB CN, UTO TTPHBO-
JIUT K TIOBBIIIICHHOH BO30YAMMOCTH HEHPOHOB.

Takum o6pazom, PDEI mpencraBnser coboii TeparneBTHYECKYI0 MUIICHD JJISl PETYISAINA BHYTPHKIETOU-
HBIX TIyTel Tiepelaur CUTHAJIOB, MPEUMYIIIECTBEHHO B HEPBHOU crucTeMe, a uHruoutopsl PDE1 MoryT moBsimaTh
YPOBHU BTOPUYHBIX TTocpeaHUKoB CAMP/cGMP, 4To mpuBOANT K MOIYJIAIMU TIPOIECCOB B HEHPOHAX M K JKC-
IpEecCUy TeHOB, CBSI3aHHBIX C HEHMPOHAJIBHOW IUIACTUYHOCTHIO, HEHpOTpohHueckux (GakTopoB M HEHPOIPOTEK-
TOPHBIX MoJieKyJl. Takue cBOicTBa NOBBIIIEHHS HEHPOHAIBFHOHM INIACTUYHOCTH BMECTE C MOJYJIALMEH CHHAITH-
Yyeckoi nepenauu aenatoT nHruontopsl PDE] xopommmu kananaaTaMn Ha NpUMEHEHHE B KaUueCTBE TEPaIeBTH-
YECKUX CPEJNICTB ISl MHOTUX HEBPOJIOTHYECKHUX M NCHUXMYECKUX MATOJOTHYECKUX cOcTOsHUH. OeHKa HHIHOH-
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topoB PDE] Ha »uBOTHBIX Mogensax (0030op cM., Hanpumep, B Blokland et al. Expert Opinion on Therapeutic
Patents (2012), 22(4), 349-354; u Medina, A.E. Frontiers in Neuropharmacology (2011), 5(Feb.), 21) cune-
TEJNBCTBOBAJIA O MOTEHIHANIE IS TepaleBTHUYECKOro mpuMeHeHus nHrudutopoB PDE] mpu HeBpomormueckmx
paccTpoiicTBax, TaKUX Kak, Harpumep, 0oje3Hu Anprreiimepa, [lapkuHcona u ['eHTHHTTOHA, W TIPU TICUXHAYE-
CKHX DPAacCTPOWCTBAxX, TAKMX Kak, HalpuUMep, CHHIPOM NeduiuTa BHUMaHUs/TuriepaktuBHoctn (ADHD), ne-
MIPECCHsl, TPEBOXKHOE COCTOSHUE, HAPKOJEIICHsl, HapyIIeHHEe KOTHUTHBHBIX (PYHKIMH W HapyIIeHHe KOTHUTHB-
HBIX QYHKIHH, acconmupoBanHoe ¢ mu3odppenuei (CIAS), u cuaapom OecriokoWHBIX HOT. Taxke OBUIH Mpe-
CTaBJICHBI 3asBKH Ha MATEHT, B KOTOPBIX 3asABILUIOCH, YTO MHTHONUTOPHI PDE] sBIsifOTCS MpUMEHUMBIME TpU
3a00JIeBaHMAX, KOTOPBIE MOTYT OOJIer4aTscst IpH YCHJICHUH NEpeiaul CHIHAIa C yJacTHEM IpOrecTepoHa, Ta-
KUX Kak 1moJyioBas qucyHkuus y xeHmuH (Harpumep, WO 2008/070095).

CoequHEHHS TI0 HACTOSILEMY H300pETEeHNIO MOTYT 00ECIIEYUTh abTEPHATHBY COBPEMEHHBIM HaXOASIINM-
csl B IIPOJIayKe CPENICTBAM JJIsl JICYCHHS] HEHpOJEreHepaTHBHBIX /WM ICUXWYECKUX PACCTPONCTB, CPEICTBAM,
KOTOpBIC HE ABISIOTCS 3P PEKTUBHBIMH /IS BCEX MalMeHTOB. TakuM o0pa3oM, coxpaHseTcs HOTPeOHOCTD B allb-
TEPHATUBHBIX CIIOCO0aX JICYCHHUS TAKUX 3a00JICBaHUA.

Kpartkoe onucanue n300peTeHust

®epmentsl PDE1 axcnipeccupytoTes B ieHTpalibHOM HepBHOH cucteme (CNS), 9To nemaer 3To0 ceMeicTBO
TeHOB TIEPCIEKTUBHBIM UCTOYHUKOM HOBBIX MHIIICHEH IS JIEYCHUS IICHXUICCKUX M HEHPOJAeTeHEPaTUBHBIX pac-
CTpPOMCTB.

COOTBETCTBEHHO, HACTOSIIIEE N300pETEHNE OTHOCHUTCS K coeTnHeHnsIM hopmysl (1)

R1

R4 /N A
N

X N’

\
R2

L
R3

@,
rae L BeiOpan u3 rpymmsl, cocrostei u3 NH, CH,, S u O;

R1 BBIOpaH W3 rpymiel, cocTosmed W3 BOAOpOJa, JUHEHHOTro miau pasBerBieHHOro Ci-Cgamkmma, Ci-
Ci;dTOopankuia ¥ HACBIIIICHHOTO MOHOIMKINYECKOTO C3-C¢lIUKIOATKIIIA,;

R2 BeIOpaH W3 rpymmel, COCTOSIIECH U3 JIMHEHHOTO WK pa3BeTBIeHHOr0 Ci-Cgalkiiia, HaCHIIIIEHHOTO MO-
HOoUMKIYecKoro C;-CgIIMKIIOANKMIIA, OKCETaHUIIA, TETParuApodypaHuiia U TeTPparuIpoIHPaHuia; BCE U3 KOTO-
PBIX MOTYT OBITh HEOOS3aTEIBHO 3aMEIICHBI OJMH MM HECKOJBKO pa3 OJHUM WM HECKOJBKHMHU 3aMECTUTEIS-
MU, BEIOPaHHBIMU M3 TPYIIIBL, COCTOSIICH U3 MeTHNa, (TOpa, THAPOKCH, IIHAHO H METOKCH;

R3 mpencrasisier co0o0# MeTHII, 3aMEIICHHBIA (DEHUIIOM, MUPUIOHWIOM, IAPHIUHIIOM, TUPUMHUINHIIOM
WIN TIMPA3HHUIIOM, BCE€ M3 KOTOPBIX MOTYT OBITh HEOOS3aTEILHO 3aMeNIeHBl OJWH WM HECKOJBKO pa3 OJHUM
WJIH HECKOJIbKUMH 3aMECTUTEIISIMA, BEIOPAaHHBIMHU U3 TPYIIIIBI, COCTOSIIEH U3 raoreHa, muano, C,-Csankuna, C,-
Cspropankuna, C-Cipropankokcu u C-C3aIKOKCH; WA

R3 mpencraBnser co00l METHII, 3aMEIIEHHBIH S-1JIEHHBIM T€TEPOAPHIIOM, KOTOPBIN HE00s3aTeIbHO 3aMe-
MeH OJHWM WM HECKOJBKUMHU 3aMECTUTEIIIMH, BBIOpaHHBIMH W3 rajoreHa, mmano, C;-Csankuma, C-
Csdpropankuna, C-Cidropankokcu u C;-C;akOKCH; WK

R3 npexacrasisier co0oii 3T, 3aMEIICHHBI (SHUIOM, TUPUIOHUIOM, THPUIUHIIOM, TUPUMHIINHIIOM
WIN TMUPA3UHUIOM, BCE U3 KOTOPBIX MOTYT OBITh HEOOS3aTEIFHO 3aMEIICHBI OJMH WM HECKOJIBKO Pa3 OIHUM
WA HECKOJIBKIMH 3aMECTHTEISIMHU, BRIOPAHHBIMH U3 TPYIIIBI, COCTOSIICH U3 ranoreHa, muano, C-Csankuna, C;-
Csdpropankuna, Ci-Cidropankokcu u C;-C;alkOKCH; WK

R3 mpencrasisier co0oii 3THII, 3aMEIICHHBIN S-YJICHHBIM T€TEPOapUIIOM, KOTOPBIH HEOOsI3aTeIbHO 3aMe-
MeH OJHWM WM HECKOJBKUMHU 3aMECTUTEIIIMH, BBIOpaHHBIMH W3 rajoreHa, mmano, C;-Csankuma, C,-
Cspropankuna, C-Cspropankokcu u C-C3aIKOKCH; WA

L npencrasnser coboit CH,, m R3 npencrasnsier coboit NH, 3aMmenieHHbINH (EeHUITOM, THPUIOHIIOM, ITH-
PUAMHAIIOM, TTHPUMHIAHUIOM WITH ITHPA3UHUIOM, BCE M3 KOTOPBIX MOTYT OBITh HEO0A3aTeITHHO 3aMEeIEeHBI OJTHH
WM HECKOJIBKO Pa3 OJHUM MJIM HECKOJBKUMHU 3aMECTHTEIISIMH, BEIOPAHHBIMU U3 TPYIIIBI, COCTOSIICH U3 Tajore-
Ha, ano, C;-Csankuna, C,-Csdropankmna, C;-Csdpropankokcn u C;-C;anKkoKkcH; Wiu

L npencrasusier coboit CH,, u R; npencrapnseT coboit NH, 3aMeIIeHHBIH 5-4JICHHBIM IeTepOAPIIOM, KO-
TOPBIA HEOOS3aTEIEHO 3aMEIICH OJHUM HITH HECKOJIBKUME 3aMECTHTEIISIMU, BEIOPDAHHBIMH U3 TaJIOTCHA, ITHAHO,
C;-Csankuna, Ci-Cydropankuna, Ci-Csdpropankokcu u Ci-Csankokcu;

R4 mpencrasnsier co6oit GpeHMIT, TUPUANHIIT WK THPUIOHUI, BCE U3 KOTOPHIX MOTYT OBITh HEOOS3aTEIBHO
3aMEIICHBI OJIMH HJIM HECKOJBKO pa3 OJHUM WIIM HECKOJBKHMHU 3aMECTUTEIIIMH, BEIOPAHHBIMU U3 TPYIIIEI, CO-
crosimed m3 ranoreHa, nuano, C-Cjankwmna, C;-Cipropankmna, C;-Cyneiirepuoankmna, C;-Cs;hTopankokcH,
nukonpormiiokcH, Ci-Csankoken, Ci-Csnefiteproankokcu u -N-R5R6, riae xaxmpiii u3 R5 n R6 HezaBucuMo
BbIOpaH u3 H, C;-Csankwmna n C,-C;nedTeproanKkuna; niu

R4 mpencraBnsieT co0oit S-4IEHHBIN TeTepoapwl, KOTOPIH HEOOsI3aTEIHHO 3aMEeIIeH OJTHUM MU HECKOJIb-
KAMH 3aMECTUTENISIMH, BBIOpaHHBIMH ®3 ranorena, 1mano, C,-Cjankwmma, C;-Csdpropankuma, C,-
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Cynetitepuoankuna, C;-Ciypropankokcu, muknonpomnmwiokcu, C;-Csamkokcu, C;-Cjmeiiteproankokcu u -N-
R5R6, re xaxasiii w3 RS u R6 HezaBucumo BeiOpan u3 H, Ci-Csankuna u C;-C;neiireproankuia; win

R4 mpencraBnsieT coboit 4-, 5- ninm 6-4ICHHBIA HACBHIIIIEHHBIN TETEPOIMKII, KOTOPHII BO BCEX CIIyJasiX MO-
JKeT OBITh HEeoOs3aTelNbHO 3aMEMICH OIHWM WM HECKOJIBKIMH 3aMECTUTENISIMH, BBIOpaHHBIMH W3 Okco, C;-
Cjankuna u C,-C,propankuna;

1 1X GapMarieBTUIECKH IPUEMIIEMBIM COJISIM.

Ccputka Ha coefuHeHHe | BKiIFOYaeT cBOOOAHOE OCHOBAaHHE COeAMHEHHS I, (hapMameBTHYECKH HpHeMIIe-
MBI€ COJIM COeNMHCHNS |, Takne Kak COJIM MPUCOSANHEHHSI KICIOTH COSTUHEHNUS [, parieMudeckne CMECH COSIIH-
HeHHs | WM COOTBETCTBYIOIIUI SHAHTHOMED W/HIM ONTHYCCKUN m3oMep coeauHeHus | m momumMopdHbIe U
amopdHbie QopMbI coennHeHHs [, a Takxke TayTomepHbie Gopmbl coeaunerus [. Kpome toro, coenuneHus mo
HACTOSIIEMY W300pPETEHUIO MOTYT CYIIECTBOBATH B HECONBBATHPOBAHHOMW, a TaKXKE B COJEBATUPOBAHHOU (hop-
MaX ¢ (papManeBTHYCCKU MPUEMIICMBIME PACTBOPUTEISIMH, TAKMMHU KaK BOJa, 3TaHON u T.1. Kak mpaswiio, ams
Henedl HacTOSIIEro M300pETCHHS COJIbBATUPOBAHHBIC (DOPMBI CUMTAIOTCS YKBUBAICHTHBIMU HECOJBBATHPOBAH-
HBIM popmam.

B onHOM BapmaHTe OCYIIECTBICHHS HACTOAIIEE N300peTeHNUE OTHOCUTCS K coenuHeHunio Gopmynsl (I) s
TPUMEHEHHUS B TEPATNH.

B onmHoM BapmaHTe OCyIIECTBICHHS HAcToOsIIee N300peTeHne OTHOCHUTCS K (hapMareBTHUECKOW KOMITO3H-
UM, conepkamieit coennuenue Gopmynsl (I) 1 0AHO WM HECKOIBKO W3 (apMaleBTHUECKHA TPUEMIIEMBIX HOCH-
TeJIeH W BCIIOMOTATENIFHBIX BEIIECTB.

B onHOM BapmaHTe OCYIIECTBICHHS HACTOAIIEE N300peTeHUE OTHOCUTCS K coenuHeHunio Gopmynsl (I) s
NPUMEHCHHUS B JICUCHUH HEHPOJCTCHEPATUBHOTO PACCTPOWCTBA, BEIOPAHHOTO M3 TPYIIIBI, COCTOAIICH U3 00IIe3-
HU AnbrreiiMepa, 6one3nu [lapkuacona u 6one3Hu [ eHTHHITOHA, WITH B JICYCHUU TICHXHYCSCKOTO PAcCTPOICTBa,
TaKOT0 KaK CHHIPOM Jaeduimra BHUMaHus/runepaktusHoctd (ADHD), nenpeccus, TpeBOKHOE COCTOSIHUE, HAP-
KOJICTICHSI, HAPYIIICHHE KOTHUTUBHBIX (DYHKIUI M HApYIICHUEC KOTHUTUBHBIX (PYHKIUH, aCCONUUPOBAHHOE C IIIH-
30¢penucii (CIAS), umu npyroro 3a0oyieBaHHs TOJIOBHOT'O MO3Ta, MOJOOHOTO CHHAPOMY OCCIOKOIHBIX HOT.

B onHOM BapmaHTE OCYIIECTBIICHHS HACTOSIIEE M300peTeHNEe OTHOCUTCA K CIOCO0Y JIedeHns: Helpoere-
HEPATUBHOTO PacCTPOMCTBA, BEIOPAHHOTO M3 TPYIIILI, COCTOsIMEH 3 Oone3Hn Anbireiimepa, 6onesnn [lapkun-
coHa U Oosre3HN ['€HTHHITOHA, WM JICYSHUSI IICHXMYECKOTO PacCTPOICTBA, TAKOTO KaK CHHAPOM JepHInTa BHH-
MaHus/TunepaktuBHOCTH (ADHD), nenpeccusi, TpeBOKHOE COCTOSIHUAE, HAPKOJIETICHSI, HApYIIEHHEe KOTHUTHBHBIX
(yHKIIMH ¥ HapylIeHHe KOTHUTUBHBIX QYHKIUH, accoruupoBanHoe ¢ mm3odpenueit (CIAS), wim apyroro 3a-
OoJneBaHUs TOJIOBHOTO MO3Ta, MOJOOHOTO CHHAPOMY OECITOKOMHBIX HOT, TIPH 3TOM CIIOCO0 BKIIOYAECT BBEICHUE
TepaneBTHYECKH 3(H(HEKTUBHOTO KOJIMYECTBA coenuHeHUs (popMyibl (1) manueHTy, Hy K IaI0MeMycs B 3TOM.

B omHOM BapmaHTe OCYIIECTBJICHUS HACTOSIICE M300PCTCHHUE OTHOCHUTCS K MPUMEHCHUIO COCIUHCHHS
dhopmynst (1) A M3roTOBICHMUS JIEKAPCTBEHHOTO CPEICTBA VIS JICUCHHS HEHPOACTCHEPaTUBHOTO PACcCTPOICTBA,
BBIOPAHHOTO M3 TPYIIIEI, COCTOSIIEH 13 Oone3Hu AnbIreiiMepa, 6ome3nu [lapkuHcoHa u Oone3nu ['eHTHHTTOHA,
WIH JUIS JICYCHUS MICUXUYECKOTO PAacCTPOMCTBA, TAKOTO KaK CHHAPOM JC(QUIIMTA BHUMAHHS/THIICPAKTHBHOCTU
(ADHD), memnpeccusi, TpEBOKHOE COCTOSIHUC, HAPKOJICTICHS, HAPYIIICHHE KOTHUTUBHBIX (YHKIUN W HapyIICHHE
KOTHUTHBHBIX (QYHKIUH, accomuupoBanHoe ¢ mm3oppenueit (CIAS), wimm apyroro 3aboiieBaHus TOJIOBHOTO
MO3ra, MOJI00HOTO CHHAPOMY OECIIOKOHHBIX HOT.

OrnpenesneHwsl.

®epmentsr PDEI.

CewmeiictBo nzo3uMoB PDE1 BrimouaeT MHOrounciennbie uzohpopmel PDE1, 00pa3oBaHHbIe KaKk BapHaHTHI
crutaiicunra. OHo BkitoyaeT Tpu noaruna, PDE1A, PDE1B u PDEI1C, koTopble JOMOJHUTENBHO MOIpa3aesis-
I0TCS Ha pa3sinuHble n30QopMbl. B koHTekcTe Hacrosmero msodperenuss PDE1 n ¢pepmentst PDE] sBistoTes
cHOHMMaMU 1 oTHocsTes K pepmentam PDE1A, PDE1B u PDEIC, a Takxke k ux u3opopmam, eCiii He yKa3aHo
HHOE.

WNuruburopsr PDEI.

B koHTekcTe HacToOsIIEro M300peTeHus coequHeHue cumtaetcs mHruoutopom PDEL, ecnu konmuectso,
Tpebyemoe mis goctrxerust ypoBHs 1Csy B OTHOIIEHHH Kakoi-muOo u3 Tpex uzopopm PDEIL, cocrapmser 10
MKMOJIB/JT WJTM MEHBIIIE, TIPEATIOYTHTEIHLHO MeHee 9 MKMOJIB/J, HallpuMep 8 MKMOJIB/JT HITH MEHbIIe, Harpumep 7
MKMOJIB/JT MJTH MEHbIIE, HanpuMep 6 MKMOJIB/JI MIIM MEHbIIE, HAapUMep 5 MKMOJIB/JI WJIM MEHbIIE, HarpuMep 4
MKMOJIB/JT WJIM MEHBIIIE, HAllpuMep 3 MKMOJIB/JI WIH MEHbIIE, 0oJiee MPEANOITUTENHHO 2 MKMOJIB/JT WK MEHb-
1ie, HarmpuMep | MKMOJIB/JT MJTH MEHbIIe, B yacTHOCTH 500 HM wiin MeHbIIIe.

B memnom, coeguHEHNS MO0 HACTOSIIEMY N300pPETEHHIO MPOSBISIOT CEIEKTUBHOCTh B OTHOIICHUH H30(Op-
Mel PDE1B, 4to 03Ha4aeT, 4YTO yKa3aHHBIC COCAMHEHHUS SBISIOTCS 0OJee CHUIBHBIMU B Ka4eCTBE HHTHOUTOPOB
PDEI1B, 4yem B kauectBe nHruouropoB PDE1A n/wnmu PDE1C. B npennodruTenbHBIX BapuaHTax OCYIIECTBIIE-
HUS YKa3aHHBIC COCAMHCHUS SBIISIOTCS IO MEHBIIIEH Mepe B JIBa pa3a CHIIbHEE, B MISTh pa3 CIIbHEE WIH B JCCATh
pa3 cwisHee B KauecTBe MHrHOuTOpoB PDE1B, uem B kauectBe maruouropoB PDE1A w/umu PDEIC. B Gonee
TPEIIOYTUTEIIFHBIX BapUAHTaX OCYIICCTBICHHS YKa3aHHBIC COCIUHCHUS SBIISIOTCS MO MEHBIICH Mepe B MSTHA-
JIIaTh pa3 CHJIbHEE WM B IBAJIATh pa3 cUibHee B kKauecTBe HHrHONTOpoB PDE1B, ueM B KauecTBe HHTHOHUTO-
poB PDE1A w/wm PDEIC.

B mpenmouTuTeNbHBIX BapHaHTaX OCYIIECTBICHHUS KoimdecTBo mHruOuTopa PDEI, TpeGyemoe mist moc-
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trxeHus ypoBHs [Csy B otHomeHun PDE1B, cocrasnsier 400 HM wnu mensbiue, HanpuMep 300 HM win MeHble,
200 eM unu Mensie, 100 HM mnu mensie i gaxe 80 HM unu MeHsiue, HanpuMep 50 HM Uiy MeHsble, Ha-
npumep 25 HM wim MeHbIne. CeleKTUBHOCTh B oTHOIIEHHH n30¢popMbl PDE1B MoxeT nmpeaoTBpaTuTh MOTEH-
[IMABHO HEXenaTenbHble 3P PeKThI, accormupoBannbie ¢ naruouposanreM PDE1A w/wmm PDE1C. Hanpumep,
MOTEHIIMAIBHO HeXKeNaTeIbHbIe epudeprudeckne 3G HeKTHI.

3amecTHTeNH.

B nmanHOM KOHTEeKCTe "HEOOs13aTeIbHO 3aMEIICHHbIN" 03HAYaeT, UTO yKa3aHHasl YacTUIA MOXET OBbITh 3a-
MeIleHa WIX MOKET He OBITh 3aMeIlleHa, M eCIM OHA 3aMEIICHA, TO COAEPKUT OTUH, 1Ba WM TPH 3aMECTHTEIIS.
[onpa3ymeBaeTcs, 4TO, €CIIM 3aMECTUTENN HE YKazaHbl [ "HeoOs3aTeIbHO 3aMenieHHoro" gparmMeHra, To no-
JIOXKEHHUE 3aHATO AaTOMOM BOJOPOJA.

Hcnonp3yemble B KOHTEKCTE HACTOSIIEr0 M300peTeHUs] TEPMHUHBI "'TajoreHo" U "rajioreH” MCIOIb3yIOTCS
B3aMMO3aMEHSIEMO U 03Ha4YaroT (TOp, XJIOP, OPOM MM HOA.

[TpuBeneHHBIH qUana3oH MOXET B3aMMO3aMEHSEMO 0003HayaThCsl ¢ MoMouiblo "-" (THpe) WIM CIOBaMH
"ot n0", Hanpumep TepmuH "C,-Csankun" skBuBaneHTeH tepMuny "ankxui ot C; no C;".

Tepmunb! "C;-Csankun", "C-Ciankxmn", "C-Ciankun", "C-Ceankun", "C,-Crankun" un "C;-Cgamkun" 03-
HAYarOT JTUHEHHBIN (T.e. HEPa3BETBIICHHBIN) WM Pa3BETBICHHBIM HACBHIIEHHBIH YTIEBOAOPO, COACPKAIMUN OT
OJTHOTO JT0 BOCBMH aTOMOB YTJIepoJia BKIIIOYHTEIBHO. [IpuMephl TaKUX TPy BKIIOYAIOT 0€3 OrpaHHYCHHS Me-
THJ, 3TWI, |-pormwn, 2-niporwt, 1-0yTwm, 2-0yTHiI, 2-MeTHII-2-TIPOTIHJI, 2-MeTHII- 1 -0y THI, H-T€KCHII, H-TeNTHIT U
H-OKTHIL

Tepmun "C,-Cspropankmn” o3navaet C;-C;akni, 3aMeIIeHHBIH OHUM WIIH HECKOJIbKIMHU aToMaMu (Topa.

Tepmunnl "C-Cyneitepuoankun" u "C-Csaeitrepuoankun" o3Hauator C;-Cjankun u C;-Csankun, rae
OJIMH WM HECKOJIBKO aTOMOB BOJOpPOJA ompejeneHsl kak nedtepuil. [Ipumepst "C,-Csaeifrepuoankuna” BKIO-
yaroT 0e3 orpaHwyeHHs Tpuaewutepuometwt, 1,l-gunedirepuodtwn, 2,2.2-tpunedtepwodtun u  1,1,2,2 2-
NEeHTaAeHTePUOITUIL

Tepmun "HachleHHBIH MOHOIMKIHYCCKHNA C3-CgIIMKIIOANKIT" 03HAYaeT IHMKIOMPOIWI, IUKIOOYTHII,
IIUKJIOTICHTHII, IIUKJIOTEKCHII, IUKJIOTETITHI U IIUKIIOOKTHII.

Tepmun "S-uneHHBIA TeTepoapmil’ O3HAYAeT S-UJICHHOE apOMATHYECKOE MOHOIMKINIECKOE KOJBIIO, CO-
nepxamiee oT 1 10 4 aToMOB yriiepoJa ¥ OAWH WIH HECKOJIBKO TeTepOaTOMOB, BRIOPAHHBIX U3 KHCIOPO/a, a30Ta
u cepbl. [IpuMeps! BKIIOYAIOT 6€3 OrpaHHYEHHUS THA30JIHII, OKCA30JIMI, H30KCAa30MIMI, TPHA30IHI, THPA30IIHIL,
TETPA30JIMII, IMAJA30JIIII, OKCAANA30JIMII, THAIHA30IHI U THO(EHIII.

Tepmun "C;-Csankokcu" o3Hadaet ¢parmeHT dopmyisl -OR', rme R' o3nagaer C,-Ciankwi, onpeeneH-
HBII BBIIIIE.

Tepmun "C,-CsdTopankokcu” o3Hadaet pparment Gpopmynsl -OR', tae R' oznavaer C;-Cidropanku, or-
pPEeAETIECHHBIN BBIIIE.

Tepmun "C,-Csaeitrepuoankokcu” o3Hauaer C;-C;alKoKCH, TIe OAUH WK HECKOJIbKO aTOMOB BOJOpOJA
ompezneneHsl kak geiirepuit. Ilpumeps! Brimodaror 0Oe3 orpaHuueHMs TpuueHtepuomeroxcu, 1,1-
IUAEUTEepUOITOKCH, 2,2,2-TpuaendTeprosTokeu u 1,1,2,2,2-neHrageiTepruodTOKCH.

Tepmunb! "4-, 5- UM 6-4JICHHBIH HACHIEHHBIH TETEPOIUKI" OTHOCATCS K HACHIIIIEHHOMY MOHOITUKITNYC-
CKOMY KOJIBILy, cojepkamemMy ot 1 1o 3, 4 unm 5 aToMOB yriiepoja M OJUH HIN HECKOJIBKO TeTepOaTOMOB, BBI-
OpaHHBIX U3 KUCJIOPOJa, a30Ta U cephl. [IpuMephl BKITIOYAIOT 03 OTpaHUYeHUsT OKCA30IMINH-2-0H, a3eTHINH-2-
OH, UMHUAA30JUANH-2-0H, MMUPPOJIUINH-2-0H, UMHUIA30JUINH-2,4-THO0H, OKCA30IMINH-2,4-THOH WIH THUTICPH-
INH-2-0H.

UzomepHast 1 TayToMepHas GOpMEIL.

Ecnu coenunHeHus 1Mo HacTOsIIEMY M300pPETEHHIO COJEpPIKAT OJUH MM HECKOJIBKO XMPAIBHBIX LEHTPOB,
CCBUIKA Ha JII000€ M3 COeNMHEHUH Oy/eT, eciii He yKa3aHO WHOE, OXBAaThIBaTh YHAHTHOMEPHO WIIM JUacTepeo-
MEpHO YHCTOE COEMHEHHE, a TAaK)Ke CMECH SHAaHTHOMEPOB HIIH JHACTEPEOMEPOB B JII0OOM cooTHoueHnH. Ha-
IpUMep, COSANHEHNE, MPeACTaBIsIonee coooi mpumMep 15, mory4aror B BUje parieMaTa, 1 OHO OXBAaThIBAeT KaK
(R)-5-(2-aroxcunupunun-3-uin)- 1 -metrin-N-(1-(1-metwn- 1 H-mpazon-4-nm)atun)- 1 H-mpazosno[4,3-b Jinpuann-
7-aMuH, TakKk u (S)-5-(2-aroxcumupunun-3-mn)- 1 -metnin-N-(1-(1-metwmn- 1 H-nmupazon-4-wm)atmn)-1H-
nupasofio[4,3-b|mupuanuH-7-aMuH, a TakkKe CMECH JaHHBIX JBYX YHAHTHOMEPOB B JTIOOOM COOTHOIICHHH, B TOM
YUCJIe PAlleMHYECKYI0 CMeCh. R-DOHaHTHOMEp COeNMHEHUS, TPEACTABIIIONEro codoit mpumep 15, 6p1 0003Ha-
4eH kak "15a", mpu aTOM S-3HaHTHOMED OBLT 0003HAaUeH Kak "15b".

Ecnm coennbaenne B COOTBETCTBUH C HACTOSIIIAM U300peTeHHEM 0003HaUYeHO OKOHYaHUEeM ""dHaHTHOMeEp 1"
i "sHaHTHOMEp 2", TOapa3yMeBaeTcs, YTO YKa3aHHBIH DYHAHTHOMEDP MOXET MPEACTAaBIATh coOoi nmmbdo S-
9HaHTHOMED, MO0 R-sHanTHOMED. T.C. "sHaHTHOMED 1" MOXET MpeACTaBIATE cO00i MO0 S->HaHTHOMED, MO0
R-oHanTHOMEp, M "9HaHTHOMED 2" MOXKET MPEACTABIATE C000it 1100 S-aHaHTHOMED, MO0 R-oHaHTHOMEp. Ecin
Kak SHaHTHOMEp |, Tak W SHaHTHOMEp 2 OBUIM MPHUBEICHBI B KAYSCTBE MPUMEpa ISl COSAMHCHISI, CICIOBATEIb-
HO, OIMH TIpeJCTaBiIsieT co00H S-sHaHTHOMEp, W BTOPOW mIpencTaBiseT coboil R-snantuomep. Hanpumep, co-
eIMHEeHue, IpecTaBisoniee codoi npumep 123, npeacrasisier coboit 5-(2-3Tokcu-3-mupuaui)-3-metun-N-[(5-
MeTri-1,3,4-0kcaauazon-2-mwi)meTwi|- 1 -[ 1 -merunmnpomnu Jnupaszono[4,3-b mupuanH-7-aMuH, YHaHTHOMED 1; U
coeMHEeHHe, MpeACTaBIstoniee codoi mpumep 124, mpeacrapiseT co0oi 5-(2-3TOKCH-3-TUPUININ)-3-MeTHI-N-
[(5-meTuin-1,3,4-okcaanazon-2-wn)Metun]- 1 -[ 1 -meTunmpornwn Jnupasono[4,3-b JnupuauH-7-aMuH, YSHAHTHOMED 2.
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CrenoBatenbHO, €CIi, HalpUMep, MOKHO OIPEAEINTh, YTO COSANHEHHE, MIPeACTaBIsIomnee codoi mpumep 123,
npescTaBisieT coboif R-aHanTHOMEp, TO coeanHeHue, npeacTasisoniee codoit npumep 124, OyzneT npencras-
JISITH CO00M S-dHAHTHOMED, U HA00OPOT.

Hexotopbie coenHEHNUS B COOTBETCTBHH C HACTOALINM H300pETeHHEM OBLIH NMPHUBEICHBI B Ka4eCTBE TPH-
Mepa TOJBKO B OJHOH SHAHTHOMEpHOW (opMme, Kak, HaIpUMep, COeNMHEHNE, TIPEICTABIAIoNIee co00i mpumMep
125:  5-(2-stokcu-3-mupuani )-N-[(5-MeToOKCH-3-UpUaAn )MeTH | -3-MeTHII- | -[ 1 -MmeTrnmponun [mupazono[4,3-
bnupuanH-7-aMuH, YHAHTHOMEDP 2, KOTOPBIA ObLT TomydeH u3 1-(BTop-OyTwil)-5-(2-3TOKCHITUPHINH-3-11)-3-
metwi- 1 H-nupa3zono[4,3-bmupuann-7-aMrHa, SHaHTHOMepa 2. B TakoMm ciydae clemyeT, 9YTO COOTBETCTBYIO-
muit sHanTHOMEp ("PHaHTHOMep 1") MOXXeT OBITH MONydeH MONOOHBIM criocoboM u3 1-(BTop-OyTmi)-5-(2-
STOKCUNUPUANH-3-11)-3-MeTmi- | H-ntupasono[4,3-bnupuaun-7-amuna, sHanTnomepa 1. Takum oOpazom, coot-
BETCTBYIOIUN dHaHTHOMEp ("3HaHTHOMEp 1") TpeacTaBisseT cOOON TakkKe COCTUHEHHUE B COOTBETCTBUH C Ha-
CTOSIIMM N300pEeTeHHEM, KOTOPOE MOXKET OBITh 3asBJIeHO oTAenbHO. [Ipumep 125, Takum 0Opa3om, oXBaThIBaeT
00e HaHTHOMEpHBIE (OPMBI, KaXkJast U3 KOTOPBIX MOKET OBITh 3asiBJICHA OTJEJIBLHO, XOTS TOJBKO "IHAHTHOMED
2" ObII oy4eH u TecTpoBaH B aHanuze PDEL. R-sHanTHOMEp coearHEeHNs, MPEACTABIIONIETro co00i mpumep
125, 6611 0003HaueH Kak "125a", mpu aToM S-3HaHTHOMEp OBUT 0003HaUeH kak "125b". Tot ke MpUHIUIT TPH-
MEHSETCSl ISl IPYTUX MPUBEICHHBIX B KadeCTBE NPHMEpa COCOMHEHUH, Ui KOTOPHIX OBUT TONYyYEH TOJIBKO
OJIMH SHAHTHOMED.

AOGCOIOTHYIO CTEPEOXUMHUIO COCTUHEHHUS M0 HACTOAIIEMY H300pPETEHHIO MOXHO ONPEIEIUTH C TOMOIIBIO
PEHTTCHOBCKON KpHCTAILIOTpaduy WK KOJIeOaTEeNbHOTO KPYTOBOTO TUXPOU3Ma.

Kpome Toro, HEeKOTOphIe COETNHEHHUS B COOTBETCTBHHN C HACTOSIINM H300pETEHHEM MOT'YT CYIIECTBOBATH B
pa3HbBIX TayTOMEpHbIX (popmax, ¥ HmpearoaaraeTcs, 4yro Jro0be TayTOMEpHbIE OPMBI, KOTOpbIE MOTYT 00pa3o-
BBIBaTh JaHHBIE COCANHEHUS, OXBATBIBAIOTCS 00BEMOM HACTOSIIEr0 H300peTeHNSL.

JleliTepupoBaHHbBIE COSIUHEHHUS.

Hacrosimee n3o0peTenue Takxe IperycMaTpuBaeT AeiTepupoBaHHble coennHeHus. TepMun "nelitepupo-
BaHHOE COCJMHEHHE" 03HAYaeT COEMHEHNE, COAEpIKallee OJMH MM HECKOJIBKO aTOMOB, KOTOPBIE OIPE/IeICHBI
Kak JeuTepuil.

[Ipu3HaHO, YTO AJIEMEHTH NPUCYTCTBYIOT C IMPHUPOIHBIM OTHOCHUTEIHHBIM COJCPKAHWEM H30TOIOB B
OOJBIIMHCTBE CHHTETHYECKUX COCTUHEHUI W MPUBOIAT K HEOTHEMIIEMOMY BKIIOUEHHIO newrepus. [IpupomHoe
OTHOCHTEIIFHOE COJepKaHHe M30TOIOB BOAOPOJA, TAKHX Kak AeHTepuii, cocrariser npuodmmsurensao 0,015%.
Takum 00pa3zoMm, IpH UCHOJIB30BAHMU B JAHHOM TOKYMEHTE 0003HaueHHE aToMa KaK JCHTepHs B MOJOKCHHUU
03HA4YaeT, 4YTO OTHOCUTEIHHOE COAEpIKaHNe NEHTepHs SIBISCTCS B 3HAYUTEIHHOM CTEIICHH OOJIbINe, YeM IPUpPOJI-
HOE 3HauuTeJbHOE cojepikaHue neirepus. [lompasymeBaercsi, uTo 000H aroM, He 00O3HAUYEHHBIH KaK KOH-
KPETHBII W30TOII, TPEACTaBIsIeT cO00H JII000H yCTOHYNBBIN M30TOII ATOTO aTOMa, YTO OyAeT OYeBHIHO OObIU-
HOMY CHELHMAaIICTy B TaHHOW 001acTH TeXHUKH. JI1000# aToM, He 0003HAUCHHBIN KaK JEUTEpH, IPUCYTCTBYET
B KOJIMYECTBE, MPHOIM3UTEIHHO COOTBETCTBYIOIIEM CBOEMY IIPUPOJHOMY OTHOCUTEIEHOMY COZIEPIKaHHUIO.

B HexoTOpBIX BapHaHTaX OCYIIECTBIECHHUsS 0003HAUCHUE TIOJIOKEHNUS Kak "D" B coelMHEHNN XapaKTepHu3y-
eTcs. MUHMMAJIBHBIM BKJIFOUCHHEM AEHTEpHs, cocTaBisromM Oonee 50% B 3TOM MojoxeHHH. B HEKOTOpBIX
BapHaHTaX OCYIIECTBICHHS 0003HAUEHUE MONOXKEHH Kak "D" B COCTUHEHNN XapaKTepU3yeTCs MUHUMATbHBIM
BKITIOYEHHEM JeiTepus, cocTapisiomuM oomee 60%, Hanpumep Oomnee 65%, nanpumep 6omnee 70%, Hampumep
6onee 75%, nanpumep 6oiee 80% B 3TOM MOJOKEHUH. B TpeArnouTHTEILHOM BapHaHTE OCYIIECTBICHHS 000-
3HaYCHHUE MOJIOKEeHUA Kak "D" B COeMMHEHUN XapaKTepHu3yeTCss MUHUMAaIbHBIM BKITIOUCHHEM JIEHTEPHs, COCTAB-
nstromuM 6oitee 85%, nanpumep 6osee 90% B 3TOM MONOXKEHHUH. B Goitee IpeAIIOUTHTEIFHOM BapHaHTE OCYIIe-
CTBJICHHUS 0003HaYeHUE TONI0XKEeHUs Kak "D" B coeIMHEHNH XapaKTepHu3yeTcs MUHUMaIbHBIM BKJIIOYEHUEM JIeH-
Tepus, COCTaBIIOMNM Oonee 95%, Hanpumep Oonee 97%, Hampumep 6oee 99% B TOM TOIOKESHUH.

JleliTeppoBaHHBIE COSAMHEHUS [0 HACTOALIEMY W300PETCHUIO INPEICTaBIISIIOT cOOOH COeIMHEHUs, TIe
OJIMH MJIM HECKOJIKO aTOMOB 3aMECTHTENISI B TIOJIOKeHNU R4 0003HaYEHBI KaK JeHTepHid.

dapmMareBTHUECKH IPUEMIIEMBIE COJIH.

CoequHEHHs IO HACTOSIIEMY N300PETEHHIO, KaK NPaBIJIO, IPUMEHSIOT B BUI€ CBOOOIHOTO BEIIECTBA HIIH
B BHJIe UX GapMareBTHIecKu puemiemoii conn. Eciim coennaenune ¢popmyisl (1) comepkut cBoOOIHOE OCHOBA-
HHUE, TO TaKUE COJIU IOJIYyJal0T OOMICTIPUHATHIM IyTEM IMpH 00paboTKe pacTBOpa WM CYCIIEH3MH CBOOOIHOTO
ocHoBaHus Hopmysl (I) ¢ TOMOITEI0 MOJIIPHOTO SKBUBAJICHTA (DapMaIleBTUIECKH IpueMiIeMOl KHCIoThl. Hrbke
OTIMICaHbI TUITUYHBIC IPUMEPHI MTOIXOASIIIX OPTaHNUECKUX U HEOPTaHNIECKHUX KHUCIIOT.

®DapMareBTHIECKH IPHUEMIIEMBIE COJM B HACTOSIIEM KOHTEKCTE MpeaHa3HauYeHbI 11 0003HaUEHHS HETOK-
CHUYHBIX, T.€. (PU3HOJIOTHUECKH MMPUEMIIEMBIX cojieil. TepMuH "(papManeBTHIeCKH IpUEeMIIEMbIE COIH" BKIIIOYAET
coir, 00pa3oBaHHBIE OPTaHUMYECKUMH W/MIM HEOPraHMYECKUMH KHCIIOTaMM, TAKUMH KaK XJIOPHCTOBOJOPOIHAS
KUCIIOTa, OPOMHUCTOBOIOPOHAS KHCIO0TA, (OChOpHAs KHCIIOTa, a30THCTasl KUCIIOTa, CepHast KUCIIOTa, OeH30MHas
KHCJIOTa, TUMOHHASI KUCJIOTa, TIIFOKOHOBAas KHCIIOTA, MOJOYHAS KHCIIOTa, MAJICHHOBAsT KHUCJIOTA, SIHTApHAS KH-
CJIOTA, BUHHAS KUCJIOTA, YKCYCHAs! KHCJIOTA, IPOITMOHOBAs KUCIIOTA, [aBeJieBasl KUCIOTa, MaJCHHOBAsT KUCIIOTA,
(hymapoBas KUCJIOTa, TIIyTAMHHOBAs KUCIOTA, MIAPOTITyTAMHUHOBAsST KUCIIOTA, CATMIIMIOBAs KUCIIOTA, CATUIIHIO-
Bas KHUCIIOTa, CaXapuH U CYJIb(OHOBHIC KHCIIOTHI, TAKAC KaK METaHCYJIb()OHOBas KUCIOTa, 3TaHCYNIb(HOHOBAsS
KHCJIOTA, TONYOJICYNb()OHOBAs KHCIOTa U OEH30JICYIb(POHOBAsT KUCIOTa. HEKOTOpBIE U3 MEpEeYNCICHHBIX BEIIIE
KHCJIOT TPEACTABIISIIOT COO0M NBYX- MM TPEXOCHOBHBIE KHCIIOTHI, T.€. KUCIIOTHI, COAEPIKAIINe 1BA WIH TPU KH-
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CJIOTHBIX aTOMa BOJIOPOJIa, TaKUe Kak GochopHasi KHCIOTa, CepHAs KUCIO0Ta, (hyMapoBas KUCIOTa U MaJICHHOBAs
KHCJIOTA.

JlomomHUTEIBHBIE TPUMEPHI MPUTOIHBIX KUCIOT M OCHOBAaHUH Uit 0Opa3oBaHUs (papMarneBTHIECKH TpH-
eMJIEMBIX COJIe MOXKHO Haith, Hampumep, B Stahl and Wermuth (Eds) "Handbook of Pharmaceutical salts.
Properties, selection, and use", Wiley-VCH, 2008.

TepaneBruuecku 3G HEKTUBHOE KOJTUIECTBO.

B manHOM KOHTEKCTE TEpMHH "TeparneBTUIeCKH d(PPEeKTUBHOE KOTMIECTBO" COSAMHEHHUS O3HAYAET KOJIH-
YeCTBO, JOCTATOYHOE ISl M3JICUCHHUS, OOJIETYCHNS MM YaCTHIHON OCTAHOBKH KJIMHUYECKUX MPOSBICHUH TaH-
HOTO 3200JICBaHUS M €TO OCIOXHCHHUH IPU TEPANCBTHYCCKOM BMEIIATEIBCTBE, PEAYCMATPUBAOIIEM BBEICHUE
YKa3aHHOTO coeAnHeHus. KoanmdecTBO, MOCTATOYHOE JIJIsl OCYIICCTBIICHUS ATOTO, OMpEesieTcs Kak "Tepamncs-
TUYECKU dPPEKTHBHOE KOTUIECTBO". DPPEKTUBHBIC KOTMICCTBA IS KaXIOH e OyIyT 3aBUCETh OT TSHKECTH
3a00JICBaHMS WU TIOBPEIKICHHUS, a TAKXKE OT Beca M OOIIEro cOCTOsSHUSA cyOnrekTa. CieyeT MOHUMAaTh, Y4TO OIl-
peAencHrue COOTBETCTBYIONICH JO3UPOBKH MOXKHO O0CCIICYHUTh C MPUMEHCHHEM OOIICIIPUHSATHIX SKCIICPUMEHTOB,
MyTeM TOCTPOCHUS MATPHUIIBI 3HAYCHUH ¥ TECTUPOBAHUS PA3IMYHBIX TOYCK B MATPUIIC, YTO HAXOIUTCS B TIpeIe-
JIaX KOMITETCHIINN KBATN(HUIIMPOBAHHOTO Bpaya.

Jleuenne u oCyIIeCTBICHNE JICUCHUS.

B nanHOM KOHTEKCTe BhIpaxkeHHs '"JedeHue" Wiu "ocyllecTBIeHHUE JiedeHus" MpenHa3HadeHbl s 000-
3HAYCHHS KOHTPOJIA U YXOa 33 MAIlMEHTOM C [eNbI0 00JIerdeHus, MPEeKpaIleHNs, YaACTUIHOTO MPEKPAIIECHIS W
3a/IepKKN Pa3BUTHUS KIMHUYECKOTO MPOSBICHUS 3a00JIeBaHUS WM M3JiedeHus 3aboseBanus. [lamuentom, moa-
JISKAIINM JICYCHHUIO, IPEIIOYTHTEBHO SBISACTCS MIIEKOIIUTAIOIIEE, B YACTHOCTH YEJIOBEK.

ITyTu BBeneHUS.

®dapManeBTHYECKHE KOMIIO3UIIMH MOXKHO CICIHAIbHO COCTABISATH IUIS BBEJCHHS JTFOOBIM ITOJXOSIIIM
MyTeM, TAaKAM KaK TEepOpalbHBIN, PEKTaIbHBIN, HA3aJbHBIN, TPaHCOYKKATBHBIN, CYOIMHTBAIbHBIN, TpaHCICP-
MaJIbHBIA U MapeHTCPANbHBIA (HapUMep, IMOIKOKHBIH, BHYTPUMBIIICUYHBIH U BHYTPUBCHHBIHN) MyTH, IPH 3TOM
MICPOPATBHBINA MYTh SIBIIACTCS MPEIIOYTHTEITEHBIM.

Crieyer MpUHIATH BO BHUMaHHE, YTO IMyTh OYJET 3aBHCETh OT OOIIETO COCTOSIHHS M BO3pacTa CyOBheKTa,
TIOJTEKAIIETO JICUYCHHUIO, IPUPOIBI COCTOSHHS, TIOJIC)KAIIETO JCUCHNIO, 1 aKTHBHOTO HHTPEIUCHTA.

®DapMareBTHIeCKHe COCTABEI i BCIOMOTATEeIIFHBIE BEIECTBA.

Jlanee TepMuH "BcriOMOTaTeNbHOE BemIeCcTBO" WM '"(dapMaleBTUISCKH MPHUEMIIEMOE BCIIOMOTATEIbHOE
BEIIEeCTBO" O3Ha4aeT (hapMaIleBTHICCKHE BCIIOMOTATENFHBIC BEIIECTBA, B TOM YHCIE 0€3 OrpaHWYCHHS HATIOJ-
HHUTEJH, CPEICTBA MPOTHB NPWINNAHUSA, CBA3YIOIINE, TOKPHITHS, KPACUTENH, Pa3phIXJIUTENH, apOMaTH3aTOPHI,
BCIIIECTBA, YIYYIIAIONINE CKOJILXCHUE, CMa3bIBAIONINE CPEICTBA, KOHCEPBAHTHI, COPOCHTHI, MOJCIACTHUTEIH,
PACTBOPHTEIIH, CPEIBI-HOCUTEIU W BCIIOMOTATEIILHBIC CPEIICTRA.

B HacTos11IeM H300peTeHUH TaKKe MPEAYCMOTPEHa (papMaIleBTUIECKas KOMIIO3HIUS, COACPIKaIIas COCTU-
Herne popmyier (I), Takoe Kak OHO W3 COCIMHEHUH, PACKPBITEIX B AKCICPUMCHTAIEHOM pa3fielic B JaHHOM
JIOKyMeHTe. B HacToseM H300peTeHUN TaKKe MPEeIyCMOTPEH CIOco0 moirydeHus (hapMareBTHISCKOW KOMITO-
3UIUY, conepkaiieii coenuaerne popmyssl (I). dapmarieBTHUeCKre KOMITO3UIIMU B COOTBETCTBHH C HACTOSIIIIM
n300peTeHNeM MOYKHO COCTABISATH C (papMarleBTUYECKH IMPUEMIICMBIMI BCIIOMOTATEIFHBIMU BEIIECTBAMH B CO-
OTBETCTBHH C TPAAWIIMOHHBIMH METOJUKAMHU, TAKUMH Kak packpbiThle B Remington, "The Science and Practice
of Pharmacy", 22" edition (2012), Edited by Allen, Loyd V., Jr.

®DapMareBTHIECKHe KOMITO3UINN IS IEPOPATEHOTO BBEACHHUS BKIIIOYAIOT TBEPIBIC ITEPOPATIHHEIC JIeKap-
CTBEHHBIEC ()OPMBI, TaKHE KaK TAaOJICTKH, KAICyJIbl, IIOPOIIKH M TPaHYJbl; W )KUIKUE TTepOpaIbHbIC JEKapCTBECH-
HBIC (OPMBI, TaKHEe KaK PACTBOPHI, IMYIILCHH, CYCIICH3UU U CUPOIIBI, a TAK)KE MOPOIIKH ¥ TPAHYIIBI ISl paCTBO-
PCHUS WK CYCTICHTUPOBAHUS B TIOJXOIAIICH JKUAIKOCTH.

TBepble mepopaibHbBIC JIEKapCTBEHHBIC (POPMBI MOTYT OBITH B BUE OTACIBHBIX CIUHUI (HAIpUMEp, Ta0-
JICTOK WM TBEPJABIX WIN MSTKHAX KaICyll), Kaxaas U3 KOTOPBIX COACPKHUT MPEIBAPUTEIHLHO ONPEICICHHOE KO-
JIMYECTBO aKTUBHOTO MHTPEAMCHTA U, MPEIMOYTHTEIBHO, OJTHO WIH HECKOJIBKO MOIXOMSAIINX BCIIOMOTATEIBHBIX
BeriecTB. [Ipu HEOOXOIUMOCTH, TBEPIBIC JICKAPCTBEHHBIC (POPMBI MOKHO MOJTYYATh C TOKPBITUSIMH, TAKUMH KaK
JHTEPOCOTIOOMIbHBIE 000JIOUKH, WIIH UX MOXHO COCTaBJIATH TakK, YTOOBI OOECIIEUNBATH KOHTPOJIUPYEMOE BBI-
CcBOOOKIEHHE aKTUBHOTO MHTPEOMEHTA, TaKOe KaK 3aMeIUICHHOE WM TPOJOHTHPOBAHHOE BHICBOOOXKIEHHE, B
COOTBETCTBHUH CO CITIOCOOAMH, XOPOIIIO M3BECTHBIMH M3 YPOBHS TEXHHUKH. [Ipy HEOOXOIUMOCTH, TBEepaas JeKap-
CTBeHHAs! (JOpMa MOXKET TPEICTABIATE cO00i JeKapCTBEHHYIO (GOpMY, pacragarouryrocs Moj IeHCTBHEM CIIO-
HBI, TaKyIO KaK Ta0JleTka, TUCTIePTupyeMas B OJIOCTH PTa.

[Tpumeps! BCiOMOTaTEIBHBIX BEUIECTB, MPUTOTHBIX JUIS TBEPAOTrO COCTaBa AJIS MEpOPANTbHOTO NPHMEHe-
HUS, BKITIOYAIOT 0€3 OrpaHHYCHHUS MUKPOKPHUCTALTHYCCKYIO LEIUTIONI03Y, KYKYpPY3HBIH KpaxMal, JTJaKTo3y, MaH-
HUT, OBUJIOH, KPOCKAPMEIUIO3Y HATPUS, caxapo3y, UMKIOACKCTPHH, TANbK, )KEJIaTUH, IIEKTHH, CTeapaT MarHus,
CTCaPUHOBYIO KUCJIOTY M HH3IIUE ATKHIOBBIC MPOCTHIC A(PHUPHI IEIUTFONI036I. AHAIOTHYHO, TBEPABIA COCTaB MO-
JKET BKJIFOYATh BCIIOMOTATEIILHBIC BEIICCTBA JIJISI COCTABOB C 3aMEIUICHHBIM HJIM MPOJIOHTUPOBAHHBIM BBICBOOO-
JKJICHUEM, M3BECTHBIC B 00JACTH TCXHUKHU, TAKUE KaK TIHIEPIIIMOHOCTEapaT U TUIpoMeruio3a. Eciu mist mepo-
PANTBHOTO BBEACHUS MPUMEHSIOT TBEPIBIH MaTepHall, TO COCTaB MOXHO IMOJy4aTh, HAIPUMED, ITyTeM CMEIIUBa-
HUS aKTUBHOTO WHTPENMEHTA C TBEPABIMU BCIIOMOTATEIFHBIMU BEIIECTBAMH, a 3aTEM IIPECCOBAaHMEM CMECH B
CTaHIApTHOH TaOJNETUPYIOIIEH MaIIHE; WIH COCTaB, HAPAIMED, B pOopMe MOPOIITKa, TPaHysl HIIM MIHHATA0IETOK
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MOJKET OBITh MOMEIICH, HAPUMEp, B TBEpAYIO Karcyny. KommdecTBo TBEpIOro BCIIOMOTATENFHOIO BEUICCTBA
OyZeT CYIIECTBCHHO M3MEHATHCS, HO OYyJeT, KaK MPaBUIIO, HAXOAUTHCS B MpEesiaX OT MPHOIU3UTENBHO 25 MT
JI0 TIPUOJU3UTENBHO | T Ha CTAaHAAPTHYIO JI03Y.

Kunkue mepopaibHbIE JIEKapCTBEHHBIE (OPMBI MOTYT OBITH NPEICTABICHBI, HAPAMEpP, B BUIE HACTOCK,
CHPOTIOB, Kareib U IePOPaIbHOTO NMPHIMEHEHHS WM 3all0IHEHHBIX KUIKOCTHIO Karcyi. JKuakue mepopaib-
HBIE JIEKapCTBEHHBIE (POPMBI TAK)KE MOTYT OBITH IIPEACTABICHHI B BUJE IMOPOIIKOB IS TTOTyYEHHS PacTBOpa MIIH
CYCIICH3MH B BOJHOH MIJIM HEBOJHOI >kuaKocTH. [IprMeps! BClOMOTaTeIbHBIX BEIIECTB, MPUTOIHBIX IS )KHAIKO-
TO COCTaBa JUIA IEPOPATHHOTO MPUMEHEHHS, BKIIOYAIOT 0€3 OrpaHWYeHHs STaHOJ, MPONIJICHIIINKONb, TIHIe-
PYH, TOJIMATUIICHTIINKOIH, TIOJIOKCAMEPBI, COPOUT, TOIUCOPOAT, MOHO- U TUTIHIICPHUIBI, [IUKIOJICKCTPUHEI, KO-
KOCOBOE Macjo, MaJbMOBOEC Maciio W BoAy. JKuIkue mepopaibHbIC JICKApCTBCHHBIC (POPMBI MOXKHO IMOJYYaTh,
HaNpUMep, IyTEM PACTBOPCHHUS HIIH CYCIICHIUPOBAHUS aKTHBHOTO MHTPEIMCHTA B BOAHOM WIIM HEBOTHOW KUJI-
KOCTH WM ITyTeM BKIIOYCHUS aKTHBHOTO MHTPEAHMCHTA B KHUIKYIO dMYIBCHIO THUIIA MACJIO-B-BOJIC WU BOJA-B-
Macie.

B TBepmpIX M KHIKHX COCTaBax Ui MEPOPATBHOTO MPUMEHEHHS MOXKHO MPHUMEHSTH OMONHUTEIHHEIC
BCIIOMOTATEIHHBIE BEIIECTBA, TAKHE KaK KPACHUTEIH, apOMaTH3aTOPhl, KOHCEPBAHTHI U T.1.

®dapMarneBTHIeCKre KOMITO3UINA IS TAPEHTEPATbHOTO BBEICHUS BKIIIOUAIOT CTEPUIIBHEIC BOJHBIC M He-
BOJIHBIE PACTBOPHI, AUCIECPCHH, CYCIECH3UH WM SMYJIbCUH I MHBEKIUU WM BIMBAHUS, KOHIIEHTPATHI IS
WHBEKINN WIN BIMBAHU, a TAKKE CTEPUIIBHBIEC TIOPOIIKH, ITOIeKAIINE PECYCTIEHANPOBAHUIO B BH/IE CTEPHIIb-
HBIX PacTBOPOB WJIM AWCHEPCHI U1 MHBEKIIUH WM BIWBAHUS Iepe] MpUMEHeHHeM. [IpiuMeps! BcioMorarTeib-
HBIX BEIECTB, MPUTOTHBIX ISl COCTaBa A MAPCHTEPATHHOTO TIPUMEHEHHS, BKITIOYAIOT 0€3 OrpaHIMYCHHS BOLY,
KOKOCOBOE MAcJI0, TalbMOBOE MAcii0 M PACTBOPHI ITUKJIOACKCTPUHOB. Ecin He0OX0aMMO, BOJHBIC COCTAaBHI CIe-
JIyeT MOJXOIAIIIM 00pa3oM 3a0yepuTs U NpUIaTh UM H30TOHUYHOCTH C TOMOIIBIO JJOCTATOYHOTO KOJIHYCCTBA
(hM3MOTIOTHYECKOTO PACTBOPA HITH TIIFOKO3EI.

Jpyrue Tamsl (GapManeBTHYCCKIX KOMITO3UIMK BKIFOYAIOT CYNIIO3UTOPHH, CPEACTBA JIsl WHTAJSIIHY,
KPEMBI, TeJIM, KOXKHBIE TUIACTBIPH, UMILIAHTATHI U COCTABBI Il TPAHCOYKKAIBHOTO HJIM MOABSI3IYHOTO BBEJIC-
HUSL.

Heob6xomnMo, 9T00BI BCIIOMOTATENbHBIE BEUIECTBA, MPUMEHSIEMbIE ISl JIFOO0TO (apManeBTHIECKOTO CO-
CTaBa, COOTBETCTBOBAIM 3aJJAHHOMY ITyTH BBEICHHS M OBIIIH COBMECTHUMBI C aKTUBHBIMU HHTPEINEHTAMHU.

Jlo3B1.

B onHOM BapmaHTe OCYIIECTBICHHS COCIMHEHHUE MO HACTOSIIEMY M300pETECHHIO BBOAAT B KOJHMYECTBE OT
npubmm3uTensao 0,001 1o mpubmmsurensHo 100 MI/KT Beca Tena B eHb. B 4aCTHOCTH, eKeAHEBHAS 1032 MOXKET
0b1Th B muamazone ot 0,01 mo mpubnusurensHO 50 MI/KT Beca Tena B IeHb. To4Has 103a OyAeT 3aBUCETh OT Yac-
TOTHI ¥ crioco0a BBEICHUS, MOJIa, BO3PACTa, Beca M OOIIEro COCTOSIHUS TOJUICHKAIIETO JICUCHUIO CYOBeKTa, TIPH-
POJIBI ¥ TSDKECTH TOJUICHKAIIETO JICUCHHUIO COCTOSHUS, KAKUX-THOO COMYyTCTBYIOMIMX MOAJICKAIINX JICUYCHHUIO 3a-
OoneBaHuii, npenmoiaracMoro 3¢ ¢QeKTa OT JCUCHHS, a TAKXKE IPYTUX (PaKTOPOB, U3BECTHHIX CICIMATICTAM B
JTAHHO# 00JaCTH TEXHHKH.

Tunuynas 103a A1 IepOPaTBLHOTO BBEACHUS B3pOCibiM OyaeT B auana3one 0,1-1000 Mr/aeHs coeTuHCHHS
M0 HacTosImeMy u3o0pereHuto, Hanpumep 1-500 mr/mens, Hanmpumep 1-100 mr/mens wmm 1-50 mr/mens. Jlns
ynoOcTBa COEAMHEHUS 10 HACTOSIIEMY W300pPETEHUIO BBOAAT B €AMHUYHON JIEKapCTBEHHOH (opme, comepika-
el yka3zaHHbIE COSIMHEHHUs B KoJmdecTBe oT mpuoam3uTessHo 0,1 go 500 mr, mampumep 10, 50, 100, 150, 200
nnu 250 MT coOeIMHEHUS TI0 HACTOSIIEMY N300pETEHHIO.

IMoapo6Hoe onucanne N300peTeHnst

ABTOpBI TAHHOTO U300PETCHHSI ONPEACTIIIN COSIMHEHUS, KOTOphIe ABIsA0Tc nHrnoutopamu PDEL u kak
TAKOBBIC SBISIOTCS TMPUTOMHBIMHU IS JICYCHUS HEHPOICTeHEPATUBHBIX M TICHXHUYECKUX PacCTPOHCTB. B HacTos-
IeM U300pEeTeHUH, TaKUM 00pa3oM, IpeAyCMOTpeHbI coequaeHus hopmydsl (1), koTopeie sBistOTCS 3P PeKTrB-
HBIMU B nHrHOUpoBanuu PDEL, mis nmpuMeHeHUs B Ka4eCTBE JICKAPCTBEHHOTO IIperapara B JICYCHUH MIICKOTIH-
TAIOMIETO, MPEAMOYTHTEIEHO YEIIOBEKA.

B HacTosmieM n300peTeHun npenycMOTpeHo coeaunenue Gopmyisl (1) win ero gapmaneBTHUCCKH TpU-
emIieMasi CoJib IPUCOCTMHEHNUS KUCIIOTH, a TakXke (hapMareBTHIeCKasi KOMITO3UIIHS, COACpIKaIas Takoe COSIH-
HEHHE, JUI1 IPUMEHEHUS B JICYCHNHU 3a00JICBaHMS TOJIOBHOTO MO3Ta, KOTOPOE MOKET HPEACTaBIATh cO00i Hel-
poIereHepaTHBHOE PACCTPONUCTBO MIIH IICHXMYECKOE PACCTPOHCTBO. B MpeanoyTuTensHOM BapHaHTE OCYILECTB-
JIEHUS] HEHpOJeTeHEPAaTHBHOE PACCTPONUCTBO BRIOPAHO W3 TPYIIIBI, COCTOSIIEH M3 Oone3Hn Anblreiimepa, 6o-
ne3nu [lapkuacoHa u 6ome3nn ['eHTHHTTOHA. B pyrom mpeanodYTuTelbHOM BapHUaHTE OCYIIECTBICHHUS NCHXU-
YECKOe PacCTPOHCTBO BHIOPAHO M3 TPYMIIBI, COCTOSIIEH W3 CHHAPOMA Ne(HUINTAa BHUMAHH/TUIEPAKTHBHOCTH
(ADHD), nenpeccuu, TPEBOKHOTO COCTOSIHUS, HAPKOJICTICUHY, HAPYIICHUS KOTHUTUBHBIX (DYHKIIWIA U HAPYIICHUS
KOTHUTHBHBIX (PYHKIHUH, accouuupoBanHoro ¢ mm3odppenucit (CIAS). K apyrum HapymeHusiM GyHKIIHOHHPO-
BaHUsI TOJIOBHOTO MO3Ta MOXET OTHOCUTBCS, HATIPUMEP, CHHIIPOM OCCIIOKOMHBIX HOT.

B mHacrosimeM n300peTeHUM JOMOIHUTENHFHO MPEAYCMOTPEH CIOCO0 JieueHUs 3a00JCBaHUS TOJIOBHOTO
MO3Ta, KOTOPOE MOXKET MPEJCTABIATh CO00I HeHpoIereHepaTHBHOE MU TICHXUYECKOE PACCTPONUCTBO, IPU ITOM
croco0 BKIIIOYACT BBEACHHEC YKa3aHHOMY MIICKOMUTAIOMIEMY (apMarieBTUYecKu 3(PQPEKTHBHOTO KOIMYCCTBA
coenuaenust popmyns (1). [Ipumepsl HelipogeTeHEPATUBHBIX PACCTPONCTB, KOTOPHIE MOYKHO JISYHTh B COOTBET-
CTBUH C HACTOSIIIMM HM300peTEeHUEM, BKIIOYAIOT 00JIe3Hb AJbIreiiMepa, 0osie3np [lapkuHcona n 6omie3Hs ['eH-
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THUHI'TOHA, TIPH 9TOM CII0CO0 BKIIIOYAET BBEJCHUE CYOBEKTY TepaneBTHUECKH d3(PPEKTUBHOTO KOINYECTBA COEIH-
HeHust popmyisl (I). [Ipumepsl NCHXUYECKUX PacCTPONCTB, KOTOPHIE MOXKHO JICYUTh B COOTBETCTBUH C HACTOS-
MM U300peTeHNEM, BKIIOYAIOT CHHApPOM aedummra BHUMaHHs/TUniepakTiHBHOCTH (ADHD), nempeccuro, Hap-
KOJICTICHIO, HAapyIIEHHE KOTHUTHUBHBIX (DYHKIWH M HapylIEeHHE KOTHHUTUBHBIX (YHKIMH, acCOLMHUPOBAHHOE C
mm3odpenneit (CIAS). Ipyrue paccTpoiicTBa TOJOBHOTO MO3Ta, MOJISKAITUE JICYSHUIO, MOTYT MPEACTaBIATh
co0oii, HarTpuMep, CHHIPOM OECTIOKOHHBIX HOT.
BapuaHTbI ocyliecTB/IeHUS H300peTeHHs

PackpeIThl crenyromuye BapHaHThl OCYIIECTBIECHUs n3o0peTeHus. [lepBblii BapuaHT ocymiecTBICHHS 000-
3naueH E1, Bropoii BapuaHT ocymiecTsienus o6o3nauer E2 u tak nanee.

B nepBomM BapuanTe ocymectsienus E1 HacTosiee n3oopereHne oTHOCUTCS K coeanHeHusM Gopmyasr (1).

El. Coenunenue dpopmyis (I)

R1
Ra_N__{
I °N
NN
A}
L R2
R3

@,
rae L BeiOpan u3 rpymmsl, cocrostei u3 NH, CH,, S u O;

R1 BBIOpaH W3 rpymmel, cocToseld W3 BOAOpOJa, JUHEHHOTro miau pasBerBieHHOro Ci-Cgamkmma, C-
Csropankuia U HaCBIIIEHHOTO MOHOIIMKINIECKOTO C3-CyIIUKII0OATKHIA,

R2 BeIOpaH W3 rpymmel, COCTOSIIECH U3 JIMHEHHOTO WK pa3BeTBIeHHOT0 Ci-Cgalkuiia, HaCHIIIIEHHOTO MO-
HonmKImYeckoro C;-CgIIMKIIOANKMIIA, OKCETaHUIIA, TeTParuaApodypaHuiia U TeTParuIpOIHPaHUiIa; BCE U3 KOTO-
PBIX MOTYT OBITh HEOOS3aTEIBHO 3aMEIICHBI OJMH MM HECKOJBKO pa3 OJHUM WIIH HECKOJIBKHMHU 3aMECTUTEIS-
MU, BEIOPaHHBIMU 3 TPYIIIBL, COCTOSIICH U3 MeTHa, (TOpa, THAPOKCH, IIHAHO H METOKCH;

R3 mpencrasisier co00# MeTHII, 3aMEIICHHBIA (DEHUIIOM, MUPUIOHWIOM, IAPHIUHIIOM, TUPUMHUINHIIOM
WIN MUPA3UHUIOM, BCE U3 KOTOPBIX MOTYT OBITh HEOOS3aTEFHO 3aMEIICHBI OJMH WM HECKOJIBKO Pa3 OIHUM
WM HECKOJIbKUMH 3aMECTUTEIISIMA, BEIOPAaHHBIMU U3 TPYIIIIBI, COCTOSIIEH U3 raoreHa, muano, C,-Csamkumna, C,-
Cspropankuna, C-Cipropankokcu u C-C3aIKOKCH; WA

R3 mpencrasnser co00l METHII, 3aMEIIEHHBIA S-4JIEHHBIM T€TEPOAPHUIIOM, KOTOPBIN HE00s3aTeIbHO 3aMe-
IMeH OJHWM WM HECKOJBKUMHU 3aMECTUTEIIIMH, BBIOpaHHBIMH W3 rajoreHa, mmano, C;-Csankuma, C-
Cspropankuna, C-Cspropankokcu u C-C3aIKOKCH; WA

R3 npexacrasisier coboii 3T, 3aMEIICHHBIA (SHUIOM, THUPHIOHUIOM, THPUIUHIIOM, TUPUMHIINHIIOM
WIN MUPA3HHUIOM, BCE U3 KOTOPBIX MOTYT OBITh HEOOS3aTENFHO 3aMEIICHBI OJMH WM HECKOJIBKO Pa3 OIHUM
WA HECKOJIBKIMH 3aMECTHTEISIMHU, BRIOPAHHBIMH U3 TPYIIIBI, COCTOSIICH U3 ranoreHa, nuano, C,-Csankuna, C;-
Csdpropankuna, Ci-Cidropankokcu u C;-C;alkOKCH; WK

R3 mpencrasisier co0oii 3THII, 3aMEIICHHBIN S-YJICHHBIM T€TEPOapUIIOM, KOTOPBIH HEOOsI3aTeIBHO 3aMe-
NICH OJHUM WJIH HECKOJbKUMH 3aMECTHUTCISIMH, BBIOpaHHBIMU H3 rainoreHa, uano, C;-Csamkwmma, C;-
Cspropankuna, C-Cipropankokcu u C-C3aIKOKCH; WA

L npencrasnser coboit CH,, u R3 npencrasnsier coboit NH, 3aMmenieHHbINH (EeHUIOM, THPUIOHIIOM, ITH-
PUAMHAIIOM, TTHPUMHIAHUIIOM WIIH TTHPA3UHUIOM, BCE M3 KOTOPBIX MOTYT OBITh HEO0A3aTeTHLHO 3aMEeIEeHBI OJTHH
WM HECKOJIBKO Pa3 OJHUM MJIM HECKOJbKUMHU 3aMECTHTEIISIMH, BEIOPAHHBIMU U3 TPYIIIBI, COCTOSIICH U3 Tajore-
Ha, nano, C;-Csankuna, C,-Csdropankmna, C;-Csdropankokcn u C;-C;anKkoKcH; WiTH

L mpencrasnset co6oit CH,, m R3 npencrasisier co6oii NH, 3amMelieHHbIN S-4IeHHBIM TeTepoapuiioM, Ko-
TOPBIA HEOOS3aTEIBHO 3aMEIICH OJHUM HITH HECKOJBKUME 3aMECTHTEIISIMU, BRIOPDAHHBIMH U3 TaJIOTCHA, ITHaHO,
C;-Csankmna, Ci-Cydropankuna, Ci-Csdpropankokcu u Ci-Csankokceu;

R4 mpencrasnsier co6o0it peHMIT, TUPUANHUIT W THPUIOHUI, BCE U3 KOTOPHIX MOTYT OBITh HEOOS3aTEIEHO
3aMEIICHBI OJIMH WM HECKOJBKO pa3 OJHUM WIIM HECKOJBKHMHU 3aMECTUTEIIIMH, BEIOPAHHBIMU U3 TPYIIIEI, CO-
crosimeld w3 ranoreHa, 1uano, C;-Cjankmna, Ci-Cybropankmwia, C;-Cyueiitepuoankuna, C,-Csdropankokcy,
nukonpormiiokcH, Ci-Csankoken, Ci-Csnefiteproankokcu u -N-R5R6, riae xaxapiii u3 R5 n R6 HezaBucumo
BbIOpaH u3 H, C;-Csankwmna u C,-C;aedTeproanKkuia; i

R4 nmpencraBnsieT co0oit S-wIEHHBIN TeTepoapwl, KOTOPI HEOOsI3aTEIHHO 3aMEeIIeH OJTHUM MU HECKOJIb-
KAMH 3aMECTUTENISIMH, BBIOpaHHBIMH ©3 ranorena, 1mano, C;-Cjankwmma, C;-Cspropankmna, C,-
Cyneitrepuoankuna, C;-Csdropankokcn, nukmonponmiokcd, Ci-Csamkokcn, C;-Csaeiirepuoankokcn u -N-
R5R6, tre xaxaprit u3 RS u R6 HezaBucumo BeiOpan u3 H, Ci-Csankmna u C;-CsaefiTepruoalikuiia; Win

R4 mpencrasisier coboii 4-, 5- WM 6-4IEHHBIH HACHIIIEHHBIH T'€TEPOLMKII, KOTOPBII BO BCEX CIIydasx MoO-
JKEeT OBITh HEOoOS3aTelNbHO 3aMEIICH OIHWM WM HECKOJIBKHUMH 3aMCCTUTEIISIMHU, BBIOpAHHBIMU W3 OKco, Ci-
Ciankuna u C;-CybTopankuna;

1 MX (papMaIeBTUICCKH TPUCMIIEMBIC COJIH.

E2. CoemuiHeHUE B COOTBETCTBUY C BAPUAHTOM OCYIICCTBICHUS 1, re

L Be1Opan u3 rpymisl, coctosieid u3 NH, CH,, S u O;

R1 BBIOpaH W3 rpymmel, cocTosimeld W3 BOAOpOJa, JUHEHHOTro miu pasBerBieHHOro Ci-Cgamkmma, C-
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C;dTOopankuia ¥ HACBIIIICHHOTO MOHOIMKINYECKOT0 C3-C¢lIUKIOATKIIA,

R2 BeIOpaH W3 rpymmel, COCTOSIIECH U3 JIMHEHHOTO WK pa3BeTBIcHHOT0 Ci-Cgalkuiia, HaCHIIIIEHHOTO MO-
HOIMKIIHIECKOTO C3-CgIIUKIIOANKHIIA, OKCETaHIIIA, TETParuapopypaHiia U TeTParuIpONUpaHmiIa; BCce U3 KOTO-
PBIX MOT'YT OBITh HEOOSI3aTEIIPHO 3aMEIICHBI OJMH WM HECKOJIBKO Pa3 OJHUM I HECKOJbKHMH 3aMECTHUTEIIS-
MU, BBIOPAaHHBIMH W3 TPYIIIHI, COCTOSAMIEH 13 MeTHIa, PTOpa, THAPOKCH, IMAHO U METOKCH;

R3 mpeacraBnseT coboit MeTHII, 3aMEIICHHBIN (EHUIIOM, THPUIOHIIOM, TUPUIUHIIOM, TUPUMHTAHUIOM
WIM TIMPA3HHUIIOM, BCE€ M3 KOTOPBIX MOTYT OBITh HEOOS3aTENLHO 3aMelIeHBl OJWH WM HECKOJIBKO pa3 OJHUM
WJIH HECKOJIbKUMH 3aMECTUTEIISIMA, BEIOPAaHHBIMU U3 TPYIIIIBI, COCTOSIIEH U3 raoreHa, muano, C,-Csankuna, C,-
Csdpropankuna, Ci-Cidropankokcu u C;-C;allkOKCH; WK

R3 mpencrapnsier co00i METHII, 3aMEIICHHBIN S-YICHHBIM T'eTePOapUiIoM, KOTOPEIH HEOOs3aTeIbHO 3aMe-
NICH OJHWM WJIH HECKOJbKUMH 3aMECTUTCISIMH, BBIOpAaHHBIMU H3 rainoreHa, uano, C;-Csamkwmma, C;-
Csdpropankuna, Ci-Cidropankokcu u C;-C;alIKOKCH; WK

R3 npexacrasisier co0oii AT, 3aMEIICHHBIA (SHUIOM, TUPUIOHUIOM, THPUIAHIIOM, TUPUMHUINHIIOM
WIN MUPA3UHUIOM, BCE U3 KOTOPBIX MOTYT OBITh HEOOS3aTENFHO 3aMEIICHBI OJMH WM HECKOJIBKO Pa3 OIHUM
WJIM HECKOJIbKUMH 3aMECTUTEIISIMA, BEIOPAaHHBIMU U3 TPYIIIIBI, COCTOSIIEH U3 ranoreHa, muano, C,-Csankuna, C,-
Cspropankuna, C-Cspropankokcu u C-C3aIKoKCH; HITH

R3 mpexacraBnseT coboit 3THII, 3aMEIIEHHBIA S-4JICHHBIM TE€TEPOAPHIIOM, KOTOPHI HE0OS3aTeLHO 3aMe-
MeH OJHWM WM HECKOJBKUMHU 3aMECTUTEIIIMH, BBIOpaHHBIMH W3 rajoreHa, mmano, C;-Csankuma, C-
Cspropankuna, C-Cspropankokcu u C-C3anKoKcH;

R4 npencrasisier coboii heHWIT, MUPUIAHUIT WITH TTUPUAOHUI, BCE U3 KOTOPBIX MOTYT OBITh HEOOSI3aTEIHHO
3aMEIICHBI OJIMH WM HECKOJBKO pa3 OJHUM WIIM HECKOJBKHMHU 3aMECTUTEIIIMH, BEIOPAHHBIMU U3 TPYIIIEI, CO-
crosmeld w3 rainoreHa, muano, C;-Csankwmna, Ci-Csdropankmwia, C;-Csaeditepuoankuna, C,-Csdropankokcwy,
uukionponuiiokcu, Ci-Csankokeu, C;-Csneiitepuoankokcu u -N-R5R6, roe kaxapiit u3 R5 u R6 HezaBucumo
BeIOpaH u3 H, C;-Csankmna u C;-CsaeiiTeproaikuia; Wim

R4 mpencrasisieT coOoli S-4IeHHBIH reTepoapui, KOTOphIi Heo0sA3aTeIbHO 3aMeIleH OJHUM WA HECKOJIb-
KAMH 3aMECTUTENISIMH, BBIOpaHHBIMH ©3 ranorena, 1mano, C;-Csankwma, C;-Cidropankuma, C,-
Csneitrepuoankuna, C;-Csdropankokcn, nukmonponmiokcd, Ci-Csamkoken, C;-Csaeiirepmoankokcn u -N-
R5R6, tre xaxaprit u3 RS u R6 HezaBucumo BeiOpan u3 H, Ci-Csankmna u C;-CsaeiiTepruoalikuiia; Win

R4 mpencraBnsieT coboit 4-, 5- uinm 6-4ICHHBIA HACBHIIIIEHHBIN TETEPOIUKII, KOTOPHII BO BCEX CIIyJasX MO-
JKET OBITh HEoOsA3aTeNHbHO 3aMelieH OJAHWM HWJIM HECKOJBKUMH 3aMECTHTEISIMH, BBHIOpaHHBIMH U3 Okco, C;-
Cjankuna u C,-C,propankua.

E3. CoenuHenue B COOTBETCTBUU C JIFOOBIM M3 BaApUAHTOB OCyIIecTBICHUs | wium 2, rae L mpencrasnser
co0oit NH.

E4. CoennHenue B COOTBETCTBUU C JIFOOBIM M3 BapUAHTOB OCylIecTBICHUs | wium 2, rae L mpencraenser
co0oit CH,.

E5. CoenuHenue B COOTBETCTBUU C JIFOOBIM M3 BapUAHTOB OCylIecTBICHUs | wiu 2, rae L mpencrasnser
co0oii S.

E6. CoennHenne B COOTBETCTBUU C JIIOOBIM U3 BapHUAHTOB OCYIIECTBJICHHS | win 2, Tne L mpeacraBiser
coboii O.

E7. Coenunaenne B COOTBETCTBUH C BAPUAHTOM OCYIIECTBJICHHUS 1, T1e

L npencrasnser coboit CH,, u R3 npencrasnsier coboit NH, 3amenieHHbINH (EeHUITOM, THPUIOHIIOM, ITH-
PUAMHAIIOM, TTHPUMHINHUIIOM WIIH ITHPA3UHUIOM, BCE M3 KOTOPBIX MOTYT OBITh HEOOA3aTeITHLHO 3aMEeIEeHBI OJTHH
WA HECKOJBKO pa3 OJTHUM HJIM HECKOJIBKAMU 3aMECTUTEIISIMHU, BRIOPAHHBIMH W3 TPYIIIIBI, COCTOSINEH U3 Tanore-
Ha, uano, C,-Csankuna, C-C;dpropankuna, C,-Cipropankokcu u C;-C;amKkoKcu; Win

L npencrasmusier coboit CH,, u R3 mpencrapnsier co6oit NH, 3aMenieHHbIN S-4IICHHBIM T€TEPOapUIIOM, KO-
TOPBIA HEOOS3aTEIHHO 3aMEIICH OJHUM HITH HECKOJIBKUME 3aMECTHTEIISIMU, BEIOPDAHHBIMH U3 TaJIOTCHA, ITHaHO,
C;-Csankuna, C-Csdropankuna, C-Csdpropankokcu u C;-Ciamkokcu.

E8. CoenHeHne B COOTBETCTBHH C JIIOOBIM U3 BApUAHTOB OcyllecTBIeHUs 1-7, rue R2 BoIOpaH U3 rpymnimsl,
COCTOSIIICH W3 JHMHEWHOTO WM pa3BeTBIeHHOTO C-CgalKWia, HACBIIIEHHOTO MOHOIMKINIeckoro Cs-
CglIIMKII0aNIKKIIa, OKCeTaHWIa, TeTparuApodypaHmiia U TeTParuApoONHUpaHuiIa, BCe U3 KOTOPBIX SBIISIOTCS He3a-
MEILCHHBIMHU.

E9. Coennnenue B COOTBETCTBHH C BAPUAHTOM OCYIIECTBIEHHS 8, T1ie R2 BBIOpaH W3 TPYIIbI, COCTOSIIEH
W3 JUHEWHOTO Win pa3BeTBieHHOTO C;-C, anmkuia, NUKIONPONHIa, OKCeTaHWIA, TeTparuapodypanuia u TeTpa-
TUIPOTIMPAHUIIA.

E10. CoenuHeHe B COOTBETCTBHH C JFOOBIM M3 BapUAHTOB ocyilecTBIeHus 1-9, rae R3 mpencrapnser co-
00l MeTHII, 3aMEIICHHBIH (PSHWIOM, MUPHUIOHWIOM, MTUPUANHUIOM, MUPUMUJIUHUIOM VI MTUPA3UHUIOM, BCE U3
KOTOPBIX MOT'YT OBITh HEOOSI3aTEIBHO 3aMEIICHBI OJTHUM HJIM HECKOJIBKUMU U3 METHIIA.

El1. CoenmuHeHne B COOTBETCTBHY C BapraHTOM ocymiectienus 10, roe R3 mpencrasiser coboit MeTwi,
3aMEIICHHBIA (DEHUIIOM, MUPUIOHUIOM, TUPUIMHWIOM, MHPUMUIMHUIOM WA MUPA3UHUIOM, BCE U3 KOTOPBIX
MOTYT OBITh 3aMEIICHBI OJJTHIM METHIIOM.

E12. CoenuHeHnne B COOTBETCTBUU C BapuaHToOM ocymiecTBienus 10, rone R3 npencrasnser coboit MeTwiI,
3aMEIICHHBIN (PEHMIOM, TTUPUIOHUIOM, MUPUANHUIOM, MAPUMHUINHAIOM MU TMUPA3HHIIOM, BCE U3 KOTOPBIX
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SIBIITIOTCS HE3aMEIICHHBIMHU.

E13. CoenuHeHne B COOTBETCTBHH C JFOOBIM M3 BapUAHTOB ocyIlecTBIeHus 1-9, rae R3 mpencrapnser co-
001f ATHJI, 3aMETIEeHHBIH (HPEHUIIOM, TUPUIOHMIOM, MTUPUANHIIOM, TUPHUMHIAHUIOM WA TIHPA3SHHUIIOM, BCE W3
KOTOPBIX MOTYT OBITh HEOOS3aTEIHLHO 3aMEIEeHbI OHUM WJIM HECKOJIHKUMU U3 METHIIA.

E14. CoenuaeHne B COOTBETCTBHM C BapHaHTOM ocyinecTBieHus 13, rme R3 mpexacrasnser coboit atmi,
3aMEIICHHBIN (PEHMIOM, TTUPUAOHUIOM, MUPUANHUIOM, MUPUMHUINHAIOM MM TMUPA3HHIIOM, BCE U3 KOTOPBIX
MOTYT OBITh 3aMEIIEHbI OJHIM METHIIOM.

E15. CoenuaeHne B COOTBETCTBHM C BapHaHTOM ocyinecTBieHus 13, rme R3 mpexacrasnser coboit atmi,
3aMEIICHHBIA (DEHUIIOM, MUPUIOHUIOM, MTUPUIMHIIOM, MTUPUMUIMHAIOM WA MUPA3UHUIOM, BCE U3 KOTOPBIX
SIBIITIOTCS HE3aMEIEHHBIMHU.

E16. CoenuHeHe B COOTBETCTBHH C JFOOBIM M3 BapUAHTOB ocyilecTBIcHus 1-9, rae R3 mpencrapnser co-
00l METWII, 3aMCICHHBIA S-YJICHHBIM TeTePOapHIoM, KOTOPBIH HEOOS3aTeIEHO 3aMEIICH OJTHIM WIIA HECKOJIb-
KHMH U3 METHUIIA.

E17. CoenuHeHne B COOTBETCTBHH C JFOOBIM M3 BapUAHTOB ocyilecTBIeHus 1-9, rae R3 mpencrapnser co-
001 5THII, 3aMEIICHHBIN S-UJICHHBIM TeTepOoapHioM, KOTOPBI HEOOs3aTEIbHO 3aMeIleH OAHUM WJIH HECKOJBKH-
MH K3 MCTHIIA.

E18. CoenuHeHre B COOTBETCTBHHU C JIFOOBIM W3 BApHUAHTOB OCYIIECTBICHHS 16-17, rie yka3aHHBIH 5-
YJICHHBIH TeTepoapwil 3aMeIIeH OJHIM METHIIOM.

E19. CoenuHeHne B COOTBETCTBUHU C JIFOOBIM W3 BapHUAHTOB OCYIIECTBICHHs 16-17, rie yka3aHHBIH 5-
YJICHHBIH TeTepOoapwI SBJSIETCS] He3aMETEHHBIM.

E20. CoennHeHne B COOTBETCTBMM C JIIOOBIM M3 BapHaHTOB ocymiecTBieHHs 16-19, rne yka3aHHBIH 5-
YIICHHBIN TeTepoapuil BRIOPAH U3 THA30JIIIIA, OKCA30JIMIa, N30KCA30IUIIA, TPHA30IIUIIA, THPA30IIHIIA, TCTPA3OIIH-
J1a, UMHUJIA30JTAIIA, OKCAINA30JIMIA, THAINA30IHIA U THO(PCHHIIIA.

E21. Coenunenne B cOOTBETCTBUU C JIOOBIM M3 BapHaHTOB ocymiecTtBiaeHus 1-20, rne R4 mpencrasmiser
co0o¥i (heHM, TUPUANHWI WIHA TTHPUIOHUI, BCE M3 KOTOPBIX MOTYT OBITH HEOOS3aTEIbHO 3aMEIICHEI OJUH pa3
3aMECTHTEJIEM, BRIOPaHHBIM U3 TPYIIILI, cocTosiel n3 raorena, C,-Csankmia u C;-Cs;aakokcu.

E22. CoenuHeHne B COOTBETCTBHH C JIFOOBIM W3 BapuaHTOB ocymiecTBieHus 1-20, roe R4 npencrasiser
€000 S-wICHHBIN TeTepoapmil, KOTOPHI HE00A3aTeIhHO 3aMENICH OJHUM WJIM HECKOJbKUMHU 3aMECTHTEISIMH,
BbIOpanHbIME U3 C-Ciankwmia u C;-Csdropankuna.

E23. CoemuHeHne B COOTBETCTBHHM C BapHMaHTOM OCYIIeCTBIeHHS 22, Tne R4 mpencrammser coboi 5-
YJICHHBIH TeTepoapui, KOTOPHIH He0OsI3aTEIbHO 3aMEIIeH OTHON WITH ABYMS METHIIBHBIMHU TPYIIITaMH.

E24. CoennHeHne B COOTBETCTBMM C JIIOOBIM M3 BapHaHTOB OCYyLIECTBICHHs 22-23, rne yKa3aHHBIH 5-
YJICHHBIN TeTepoapuil BRIOPaH U3 THA30JIMIIA, OKCA30JIMIa, N30KCA30IUIIa, TPUA30IIUIIA, THPA30IIHIIA, TCTPA3OIIH-
JIa, UMHUJIA30JTAIIA, OKCAINA30JIMIA U THAUA30JIMIA U THO(CHIMIIA.

E25. CoenuHeHme B COOTBETCTBHU C JIFOOBIM U3 BapHaHTOB ocymiectBiacHus 1-20, rme R4 mpencraBnser
c000i1 4-, 5- M 6-4IEHHBIA HACHIIICHHBIN FeTEPONNKII, KOTOPBII BO BCEX CIIydasiX MOXKET OBITH HE0Os3aTeIbHO
3aMeIICH OJTUH pa3 3aMeCTUTENeM, BRIOpaHHBIM 13 okco, Ci-Cjankuna u C;-CybTopankuia.

E26. Coennnenune B COOTBETCTBHH C JIFOOBIM M3 BAPHAHTOB ocymiecTBieHus 1-3 u 8-25, hopmyisl (Ib)

R1
Ra Ny~
| N
~N
\
R2

ra~NH

(Ib),
rae R1 BeIOpaH u3 rpymimel, cOCTOSIIEH W3 BOIOPOIa, TUHEHHOTO Win pa3BeTBieHHOro Ci-Cgankuia U Hackl-
mIeHHOTO MOHOIMKINYecKoro C;-CgIMKI0anKuia,

R2 BeIOpaH W3 rpymmel, COCTOSIIECH U3 JIMHEHHOTO WK pa3BeTBIeHHOro Ci-Cgalkiiia, HaCHIIIIEHHOTO MO-
HonmkImdeckoro C;-CgIIMKIIOANKMIIA, OKCETaHWIIA, TETParuApoPypaHmiia U TeTParuIpoOnupaHiia, BCE U3 KOTO-
PBIX MOTYT OBITh HEOOSI3aTEIBHO 3aMEIICHBI OJMH MM HECKOJBKO pa3 OJHUM WIIH HECKOJIBKHMHU 3aMECTUTEIS-
MU, BBIOPAaHHBIMH W3 TPYIIITHI, COCTOSAMIEH U3 MeTHIa, PTOpa, THAPOKCH, IMAHO U METOKCH;

R3 npencrasiser coboit METHII, 3aMEIICHHBIN (HEHUIOM, TUPUIOHUIIOM WIH TTUPUIUHUIOM, BCE U3 KOTO-
PBIX MOT'YT OBITh HEOOSI3aTEIPHO 3aMEIICHBI OJMH MM HECKOJIBKO pPa3 OJHUM I HECKOJbKHUMH 3aMECTHUTEIS-
MU, BEIOPaHHBIMH W3 TPYIIIEI, cocTosmeH u3 rajgoreHa, C,-Csankuia 1 METOKCH; HITH

R3 mpexncraBnser co00l METHII, 3aMEIIEHHBIA S-4JIEHHBIM T€TEPOAPHIIOM, KOTOPBIH HE00s3aTeIbHO 3aMe-
IICH OJTHMM WJIK HECKOJILKMMU 3aMeCcTUTENIMU, BEIOpaHHbIMU 13 C-Ciankmna u C-C;pTopankuna; wim

R3 mpencrasisieT co0o0it ATHII, 3aMEIICHHBINH (HEHUITIOM, THPHUIOHIIOM WA THPUIAHUIOM, BCE H3 KOTOPBIX
MOTYT OBITH HEOOA3aTCIFHO 3aMEIICHBI OIWH WU HECKOJIBKO Pa3 OMHUM WIIM HECKOJBKHMH 3aMECTHTCIISIMH,
BBIOPaHHBIMU W3 TPYIIIBI, COCTOSIIIEH u3 ranorena, C,-C;ankuia 1 METOKCH, WIH

R3 mpencrasiser co0oii 3THII, 3aMEIICHHBIN S-YJICHHBIM T€TEPOApUIIOM, KOTOPBIH HEOOsI3aTeIBHO 3aMe-
IICH OJTHAM WJIM HECKOJILKHMMU 3aMeCTUTENAMU, BEIOpaHHbiMU U3 C-Ciankmina u C;-Cipropankuna;

R4 npencrasisier coboii GheHWIT, TUPUIAHUIIT WITH TUPUIAOHUI, BCE U3 KOTOPBIX MOTYT OBITh HEOOSI3aTEIBHO
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3aMEIICHBI OJIMH WM HECKOJBKO pa3 OJHUM WIIM HECKOJBKHMHU 3aMECTUTEIIIMH, BEIOPAHHBIMU U3 TPYIIIEI, CO-
crosiiieit u3 ranoreHa, Ci-Csankuna u C;-C;ankoKkcu; Win

R4 mpencraBnseT coboit S-4IIEHHBIN TeTepoapwl, KOTOPBI HEOOSI3aTEIHHO 3aMEeIIeH OJTHUM MU HECKOJIb-
KAMH 3aMeCTUTEISIMH, BeIOpaHHbiME 13 C-Csankuna u C,-CipTopankmia;

1 ero GapMarneBTHIECKH IPHEMIIEMBIE COJIH.

E27. Coennnaenne B COOTBETCTBUU C BApHAHTOM OCYIIECTBJICHHS |, e COeTUHEHNE BRIOpaHO U3 TPYIIIIHI,
COCTOsIIEeH 13

1: 5-(2-3TOKCH-3-nupuaun)- 1 -usonpormn-3-metuia-N-[(S-merun-1,3,4-
OKcanuazon-2-ui)MerTui|nupasono[4,3-b [nupuanH-7-aMuHa;

2: 5-(2-3Tokcu-3-mupuaun)- 1 -u3onpomnui-3-metun-N-[ (S-MeTHITHA3011-2-
wn)MeTui |nupasono[4,3-b | mupunun-7-aMuHa,

3: 5-(2-3TOKCH-3-nIUpuaNI)- 1 -u3onpormn-3-meTHiI-N-[ (S-MeTunn30Kcazon-3-

wi)Metu [nupas3onio[4,3-b | nupunuH-7-aMuHa;

4: 5-(2-aToKCH-3-nupuann)-1-u3onponuni-3-metun-N-[(2-MeTHI0Kca30i-5-
WIT)MeTH Jnupasono[4,3-b nupuauH-7-aMuHa,

5: 5-(2-aToKCcH-3-nupuann)-1-usonpomun-3-metun-N-[(2-meTunrpuaszon-4-
WIT)MeTH \nupas3ono[4,3-bmupuauH-7-aMuHa,

6: 5-(2-3TokcH-3-nupuann)-1-usonpomun-3-metun-N-[ (1 -merunrpuazon-4-
uin)MeTn Jnupasono[4,3-b | nupuaus-7-aMuHa,

7 5-(2-3ToKcH-3-nupuann)-1-uzonpommn-3-metun-N-(1 H-nupazon-4-
WIMETHI)TUPa3osio[4,3-b jnupunun-7-aMuHa,

8: 5-(2-3ToKCH-3-nupuann)-1-uzonponun-3-metun-N-[ (2-merunrerpazon-5S-
wi)Metu Jnupasono[4,3-b | nupunus-7-aMuHa;

9: 5-(2-aTokcunupuauH-3-min)- 1 -uzonponui-3-metun-N-(( 1 -metui- 1 H-nupason-
4-un)merun)-1 H-tupaszono[4,3-b Jnupunun-7-amMuna;

10: 5-(2-3ToKcu-3-nupuani)- 1 -uzonponun-3-metun-N-[ (3-meTununzokcazon-5-
wi)Metwi Jnupasono[4,3-b | nupunus-7-aMuHa,

11: 5-(2-3Tokcu-3-nupuani)- 1 -uzonponun-3-metun-N-[ (2-merunruazon-4-
wi)Metu Jnupasono[4,3-b | nupunus-7-aMuHa,

12: 1-uuknonponui-5-(2-sTokcu-3-nupuaui)-3-metin-N-[ (1-merunnupason-4-
un)Metun Jnupasono[4,3-b | nupunuH-7-aMuHa;

13: 5-(2-3Tokcu-3-nupuani)-N-[(1-meTunnupazon-4-un)merni]-1-
nponuinupasono[4,3-blnupuaun-7-aMuHa;

14: 5-(2-3Toxcunupuans-3-un)-N-((1-metun- 1 H-nupaszon-4-un)metun)- 1 -
(okceraH-3-un)- 1 H-nupasono[4,3-bnupunun-7-aMmuna;

15: 5-(2-3Tokcunupuaus-3-uin)- 1-metun-N-(1-(1-metun- 1 H-nupazon-4-un)atun)-
1H-nupazono[4,3-bnupuanH-7-amMuHa,

16: 5-(2-3ToxcunmupuAnH-3-m)- 1 -MeTun-N-((1-metun- 1 H-nupazomn-4-1n)MeTi) -
1H-nupasono[4,3-bnupuann-7-aMuHa;

17: 5-(2-3ToKcu-3-mupuanin)- 1 -usonponui-N-[(1-MeTuumunason-2-
WIT)MeTH [nupaszono[4,3-b mupuauH-7-aMuHa,

18: 5-(2-3Tokcunupuaun-3-wmn)- 1 -uzonporui-N-((1-mernn-1 H-nupazon-5-
un)mernn)- 1 H-nupasono[4,3-bnupuanH-7-aMuHa,

19: 5-(2-3TokcunupuauH-3-umn)- 1 -usonponun-N-((1-mernn-1 H-nupazon-3-

wn)merun)- | H-mupasono[4,3-bnupuanH-7-aMuHa,
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20: 5-(2-3ToKcu-3-nupuamn)- 1 -usonponuia-N-(Tnazon-2-uaMeTHn)nupaszoio[4,3-
b]mupunuH-7-aMuHa;

21 5-(2-sTokcu-3-nupugun)-1-msonponmi-N-[(1-meTunuMugason-4-
WIT)MeTWI |upa3onol4,3-bnupuanH-7-aMuHa,

22: 5-(2-3Tokcu-3-mupunmni)- 1 -uzonponui-N-(4-nupuauIMe THI)Iupasonol 4,3-
b]mpunuH-7-amMuHa;

23: 5-(2-aTokcu-3-nupuami)- 1 -usonponii-N-(M-TOTHIMETHI ) IHpa3oo[4,3-
b]mupuanH-7-aMuHa,

24:  5-(2-3rokcu-3-mupuani)- 1 -usonponmi-N-(T-ToMIMETHI)IHPa3oo[4,3-
blrmmpunuH-7-aMuHa;

25: 5-(2-3ToKcH-3-nupuamn)-1-usonponui-N-[(1-meTuanupason-4-
WT)MeTHI [upasoio[4,3-b | nupuaun-7-aMiuHa,

26: 5-(2-3Tokcu-3-nupuann)-1-srun-N-[(1-meruanupason-4-
WI)MeTWI |nupa3onol4,3-b]nupuauH-7-aMuHa,;

27: 5-(2-3ToKCcH-3-nupunmn)-3-metun-N-[(1-meTunnupazon-4-un)merni]-1-
(okceran-3-un)nupazono|4,3-bnupunnuH-7-aMuHa,

28: 5-(2-arokcu-3-nupunmi)-1,3-gumerin-N-[(1-metunnupaszon-4-
WIT)MeTWI |upa3onol4,3-b |l nupuanH-7-aMuHa,

29: 5-(2-3ToKCH-3-nupuamn)- 1 -usonponui-3-metua-N-[ (4-meTuaTHason-2-
W)MeTuI|nupasonol4,3-bnupuans-7-aMuna,

30:  5-(2-3TOoKcu-3-nupuawi)-1-uzonponui-3-metuin-N-[(3-metun-1,2,4-
OKCaauas3oJ-5-uiI)MeTu |nupasonol4,3-b [nupuanH-7-aMuHa,

31: 5-(2-aTokcu-3-mupunnin)- 1 -uzonponun-3-merun-N-[ (1-metun-1,2,4-rpuazodn-
3-um)merun|nupasosnof4,3-bnupunuH-7-amMuHa,

32: 5-(2-3ToKcu-3-upuan)- 1 -u3onponui-3-metun-N-[ (2-MeTunTHas3on-5-
WT)MeTHI [upasoiol4,3-b | nupuaun-7-aMiuHa;

33: 5-(2-3Toxcu-3-mupuamin)- 1 -uzonponun-3-merun-N-[(5-mermi-1,3,4-
THAONA30J-2-W)MeTU |nupa3odio[4,3-b lnupuany-7-amMuHa,

34: 5-(2-aTokcu-3-upuani)- 1 -uzonponun-3-metun-N-[ (S-meTii-3 -
THUEeHWT)MeTHJI | upasoiol4,3-bnupuanH-7-aMuHa;

35:  5-(2-3Tokcu-3-nupuaui)-1-uzonponui-3-metuin-N-[(4-meTun-2-

THEHWJT)METHII | Iupa3onol4,3-b |l nupuanH-7-aMuHa;

-12 -
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36: 5-(2-sTokcu-3-upuawn)-1-usonpomui-3 -merui-N-[ (5-meTuin-2-
THeHWI)MeTuiI | nupasonol4,3-bnupuaun-7-aMuHa;

37: 5-(2-3ToKcu-3-mupu)- 1 -uzonponun-3-mMerun-N-[(2-MeTuokca3o-4-
win)Metu Jnupasonol4,3-b]nupunnH-7-aMuHa;

38: 5-(2-3Tokcu-3-upuawn)-1-usonponui-3-metun-N-[ (S-meTunokcason-2-
win)Metun nupasono[4,3-b]nupuann-7-amuHa;

39: 5-(2-sTokcu-3-mupun)-1-uzonpormn-3-merun-N-( 1 H-nupazon-3-
WIMETHII)upa3oso[4,3-b JnupuauH-7-aMuHa,

40: 5-(2-stokcu-3-nupuaun)-N-(1 H-umuaaszon-4-uamerin)- 1 -usonponui-3-
MeTrmpasono[4,3-bnupuanH-7-aMHHa,

41:  N-6emsun-5-(2-sTOKCH-3-mupUAN)- | -m3onponmupaszonol4,3-bloupuaus-7-
aMIHa;

42: 5-(2-aTokcu-3-nupuaun)-1-usonponui-N-[ (3-metTunusokcazon-5-
win)Metu Jnupasono[4,3-b]nupuanH-7-aMuHa;

43:  5-(2-3rokcu-3-mupunmi)-1-uzonpomut-N-[(5-metuin-1,2,4-oxcanuazon-3-
un)Metun Jnupasonol4,3-bnupunun-7-aMuHa;

44.  N-[(1,5-pumernnnupason-3-un)merun]-5-(2-3rokcu-3-nupuanin)-1-
M30MPOMIINHpPa3onol4,3-b | mupunus-7-aMuHa,

45: 3-(1-u3onponui-3-metun-7-(((1-metun- 1 H-nupa3zon-4-ui)MeTui)aMuno)- 1 H-
nupazono[4,3-b Jnupunun-5-un)-1-metunnupunaus-2(1H)-oHa,

46: 5-(2-sTOKCUITUPUAMH-3-1iT)- | -u3onponun-3-merun-N-((2-merun- 1 H-
umMuaa3o-4-uwn)merii)- 1 H-nupasono[4,3-bnupuanH-7-aMiHa,

47: 5-(2->TOoKCUITUPHIANH-3-11)- 1 -u3onpomnui-3 -meTui-N-((S-metui- | H-nupazon-
3-un)merin)-1H-nupasonol4,3-b \nupunaun-7-amuna,;

48: 5-(2-3TOKCUNUPUIHH-3-11)- 1 -5THn-3 -MeTun-N-(( 1 -metun- 1 H-nupason-4-
un)metun)- 1 H-nupasono[4,3-b lnupunun-7-aMuHa;

49: 3-(1-u3onponui-3-metun-7-(((1-metun- 1 H-nupa3on-4-ui)mMerui)aMuno)- 1 H-
npazono[4,3-b lnupunus-5-un)- 1 -metunnupunus-2(1H)-oHa,

50: 5-(2-3TOKCHNUPUINH-3 -11)- | -u3onponui-3 -mMeTii-N-((4-MeTiokcason-2-
un)merun)- 1 H-nupazono[4,3-blnupunun-7-aMuHa;

51:  N-((1,2-gumerun-1H-nmunazon-4-un)merun)-5-(2->TokcunupuaAnH-3-1ui)- 1 -

U30MpOMII-3-MeTi- 1 H-nupasono[4,3-b ] mupunus-7-aMuHa,
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52: 5-(2-sToKCu-3-nupunuin)-1-usonponui-3-merun-N-[(5-merun-1,2,4-
oKcaanazof-3-ummerui|nupasonol4,3-bnupuaun-7-aMuHa;

53: 5-(2-sToKcn-3-nupunun)-1-usonponui-3-merun-N-(1,2,4-oxcanuazon-3-
unmerun)nupasoso[4,3-b]nupuanH-7-amuHa;

54:  N-[(1,5-pumernnmnupason-3-un)mMeTui]-5-(2-sTokcu-3 -mupuaui)-1-
U30NpONmI-3-MeTUuInupasono[4,3-bnupuaus-7-aMusa,

55: 5-(2-3ToKcu-3-nupunnn)-1-usonponun-3-merun-N-[(S-merun-14-1,2 4-
Tpuason-3-un)Metui|nupasonol4,3-bnupuaiH-7-aMuHa,

56: 5-(2-sTokcu-3-nupuaun)- 1 -usonpormn-N-[(1-metun-1,2,4-tpuason-3-
win)Metuin|nupasoso[4,3-b]uupuniH-7-aMiHa,

57: 5-(2-3ToKcu-3-mupunun)-1-usonponmn-N-(1 H-mmupason-3-
WIMETHIT)HpPa3oiiof4,3-b|mupuauH-7-aMuHa,

58: 5-(2-3TOKCHNIMPUINH-3-11)- | -u3onponun-3-merun-N-((1-metun-1H-
umuzaa3on-4-un)metun)- | H-nupaszono[4,3-bmupunun-7-amun-2,2,2-tpud roparerara;

59: 5-(2-3TOKCu-3-nupunun)-1-usonponun-3-merun-N-(1,3,4-okcanuazon-2-
WIMETIHIT)Hpa3oiiof4,3-b|mupuauH-7-aMuHa,

60: 5-(2-aTokcn-3-mupunun)-1-usonporui-3-merun-N-[ (1 -metmnmupason-3-
win)Metii | mupasono[4,3-b \nupranH-7-aMuHa,

61: 5-(1,3-gumermnnupason-4-mn)- 1 -usonponun-3-mermn-N-[ (1 -metunnmpason-4-
win)Metii|mupasono[4,3-b lnupruanH-7-aMuHa;

62: 1-uzonponuin-5-(2-merokcu-3-nupuaui)-3-merun-N-[(1-merunnupason-4-
wiMeTunnupasonol4,3-bnupuann-7-amuHa,

63: 1-uzonponun-5-(2-meroxkcudennn)-3-metun-N-[(1-merunnupazon-4-
wiMeti|nupasonol4,3-b nupuauH-7-amuHa;

64: 1-usonponun-3-metun-N-[(1-merunnupason-4-un)merun]-5-
¢enunnupasono[4,3-bnupunnH-7-aMuHa;

65: 1-usonponun-3-metun-N-[(1-merunnupason-4-un)merun|-5-(2-metun-3-
TUeHWT)upasono[4,3-b|nupunnH-7-aMuHa,

66: 5-(1,5-aumerunnupason-4-un)-1-usonponun-3-metun-N-[(1-metunnupazon-4-
win)MeTun|nupasoso[4,3-buupuniH-7-aMiHa,

67: 5-(2-3TOKCH-3-nIupuaun)-3-MeTu- 1-[ 1-merunnponun]-N-[ (1 -meTunmupazon-

3-un)merun|nupasonol4,3-bnupuans-7-aMuHa, SHaHTHOMepa 2;

-14-
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68: 3-metui-1-[ 1-merunnponui]-N-[ (2-meTunrerpason-S-un)merun]-5-(2-
MPOMOKCH-3 -MUPUANI)IHPa30iol4,3-b | nupuann-7-aMuHa, SHaHTHOMEDA 2;

69: 5-(2-atokcu-3-nupunmn)-1-[ 1-merunnponun|-N-[(1-meTunnupazon-4-
un)Merun|nupazonol4,3-bnupunun-7-amuHa, SHaHTHOMEpA 1

70: 5-(2-3rokcu-3-nupunui)-1-[ 1-merunnponun|-N-[(1-merunnupazon-4-
un)Merun|nupasonol4,3-bnupunun-7-amuHa, SHaHTHOMEpA 2

71: 5-(2-3ToKcu-3-nupunui)-1-usonponun-N-[ (4-meTunruazon-5-
win)MeTwi | nupasono[4,3-bnupunun-7-amuHa;

72: 5-[[5-(2-3ToKCcu-3-upuann)-1-u3onponui-3-MeTuanupaszonol4,3-b \nupunus-
7-1I1]OKCHMETHIT|-2-MEeTHIIOKCA301a,

73:  5-(2-3TOKCH-3-mUpUANN)-1-n30npOoIII-3-MeTHI-N-(MTHPUMUTUH-4-
WIMeTHI)mupasono4,3-bmupuanH-7-aMUuHa,

74:  5-(2-3TOKCH-3-mUPUANN)-1-n30npOIIII-3-MeTUN-/N-(THPUMUUH-2-
unMeTHI)mupasonol4,3-bnupuanH-7-aMuHa,

75: 5-(2-sTOKCH-3-UpUANN)-1-n3onponun-3-meTui-N-[ (4-MeTHINMUPUMHANH-2-
wuin)Metun |uupasoiol4,3-bnupuanH-7-aMuHa;

76: 5-(2-3ToKcH-3-nupunui)- 1 -usonponii-3-metui-N-(mupasuH-2-
unMetrun)nupazonol4,3-bnupuaun-7-aMuHa,

77: 5-(2-sTokcu-3-nupunmn)-1-uzonponui-3-merui-N-[[ 2-(tpudropmerin)-3-
nupuauia|Merii|nupasonol4,3-bnupuaus-7-aMuHa;

78: 4-[[[5-(2-3TOKCH-3-nUpUaMN)- 1 -U30npONHII-3-MeTHIpa3ono[4,3-
blnupuanH-7-unlamMuHO |MeTHI |- | -MeTHINUPUANH-2-0Ha,

79: 5-(2-(3TunamuHO)IUpUANH-3 -11)- 1 -n3onponun-3-metun-N-((1-merun-1H-
npason-4-mn)merun)- 1 H-nupazono[4,3-b lnupunun-7-amiHa,

81: 5-(2-3Tokcu-3-nupunui)- 1 -usonponuia-N-[ (4-MeTokCHu-2-TUPUIIIT)METHI | -3~
MeTunnupaszono[4,3-bnupunus-7-aMuHa,

82:  5-(2-srokcu-3-mupunnn)-1-nsonponui-N-[(6-MeTOKCUNUpa3uH-2- 1 )MEeTHI |-
3-merunnupaszono[4,3-bnupunun-7-amuHa;

83: 5-(2-3rokcu-3-mupunui)-N-[ (5-propnupumuanH-2-un)meti]- | -u30nponui-
3-mermmnupasonol4,3-bmupunuH-7-aMUHa,

84: 5-(2-3Tokcu-3-nupunui)-1-uzonponun-3-merun-N-[ (2-merni-3-

OUPUAUI)METHI|Tpasonof4,3-b|nupuauH-7-aMUuHa,
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85: 5-(2-sToKCcu-3 -mupunyin)-N-[(2-dprop-3-mupuaun)Mernn]- 1 -n3onponui-3-
MeTuInpas3ofiof4,3-b jnupuaun-7-amuHa,

86:  5-(2-sToKcu-3-mupuawi)-1-uzonponuia-N-[(2-MeTOKCH-3 -TUPUANIT)METH ] -3 -
Merunnupasono[4,3-bnupuaun-7-aMuHa;

87: 5-(2-sTOKCH-3 -IMpUAT)- | -I30npormLI-3 -MeTun-N-[ (6-meTm-3-
OUPUAWI)METHIT| upa3ono[4,3-b | nupuanH-7-aMHHa,

88: 5-(2-aTokcu-3-upunn)- 1 -uzonpomui-N-[ (2-mertokcudenun)meru]-3-
MeTHINNPa3oo[4,3-b|nupuauH-7-aMuHa,

89: 5-(2-3rokcu-3-mupunun)-N-[(2-bropdenun)merui]- 1 -uzomnponuni-3-
MeTunupasono[4,3-b |nupuanH-7-aMuHa,

90: 5-(2-sTOKCH-3-nnpua)- 1 -usonponun-3-mMetun-N-[[ 2-
(rpudropmernn)denin|mernn Juupazonol4,3-bnupuans-7-amMuHa,

91: 5-(2-3TOoKCU-3 -IHpUAIT)- | -H30npomI-N-[ (3 -MEeTOKCUTINPA3UH-2- T )METHI |-
3-metunnupaszonol4,3-b lnupunun-7-aMuHa,

92: 5-(2-3ToKCcu-3-upuam)- 1 -um3onpom-N-[ (4-MeTokcu-3 -TuPU AN )METUN | -3-
MeTHIHIPa3oiof4,3-b|nupHarH-7-aMHHa,

93: 1-u3onponun-3-metun-N-[ (2-metunrerpaszon-5S-un)merui|-5-(2-nponokcu-3-
MHPUANI)ITHPa30J0[4,3-b | nupuaiH-7-aMIHa;

94: 1-usonponun-3-metun-N-[(1-metunnupazon-4-mwn)meru|-S-(2-nponokcu-3-
IHPUANI)ITHPa30i0[4,3-b | nupunuH-7-aMIHa;

95: 1-m3onponui-5-(2-MeTokcu-3 -upuani)-N-[ (2-MeTOKCH-3 -TUPU NI )METHN | -3 -
Metunnupasono[4,3-bnupuaun-7-aMuHa;

96: 1-m3onponu-5-(2-MeTokcu-3 -upuan)-N-[ (6-MeTOKCH-3 -TUPU I )METHN | -3 -
MeTHINnPas3oo[4,3-b lnupuaun-7-amuHa,

97: 5-(2-n3onponokcu-3-nupui)- 1 -usonponui-3-metwi-N-[ (1 -meTumupason-
4-unm)meruin|nupasosnof4,3-bmuprarH-7-aMHHa,

98: 5-(2-3Tokcu-3-nupunun)-1-uzonponui-3-merun-N-(14-1,2,4-tpuazon-3-
WiMeTHI)upaszono[4,3-b lnupunun-7-aMuHa,

99: 5-(2-sToKCcu-3-upuami)- 1 -um3onpomu-3 -metun-N-(2 H-TeTpason-5-
WnMeTH)upaszono[4,3-b lnupunun-7-aMuHa,

100:  5-(2-sTOKCH-3-mMpUAIT)- 1 -H30npommI-3 -MeTun-N-(2-

MTHPUIUIMETHI ) TPa30io[4,3-b [ MUpHIHH-7-aMKHA,
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101:  5-(2-sToKcu-3-nupunun)-1-uzonponun-3-merun-N-[(6-mernn-2-
MUPUII)MeTII | pa3osio[4,3-b juupunun-7-aMuHa;

102:  5-(2-sTOoKCH-3-mupuaui)- 1 -usonponui-N-[(6-MeTOKCH-2-TUpU NI )MeTII]-3-
metuinmpasono[4,3-bnupuanH-7-aMuHa,

103:  5-(2-sToKCcH-3-nupunun)-1-uzonponun-3-merun-N-[(2-metnn-4-
MUPUII)MeTII | pa3osio[4,3-b juupunun-7-aMmuHa;

104:  5-(2-sToKcu-3-mupuaui)-1-usonponui-N-[(2-meTokcu-4-nupuaun)merun]-3-
meruinmpasono[4,3-bnupuanH-7-aMuHa,

105:  5-(2-3ToKcu-3-nupununn)-1-uzonponun-3-merun-N-[ (2-MeTninupuMuIuH-4-
wi)meTwi|nupa3ono[4,3-bmupuaus-7-aMuHa,

106:  5-(2-3TOKCH-3-mupuaui)- 1 -usonponui-N-[(5-meTokcu-3-nupuaun)mern]-3-
meruinupasono[4,3-bnupuanH-7-aMuHa,

107:  5-(2-3Tokcu-3-nupunuin)-1-uzonponun-3-merun-N-[[6-(TpudTopmerin)-2-
nupuII | MeTII | mupasosol4,3-b Juupunun-7-aMuHa;

108:  3-[[[5-(2-5TOKCH-3-nUpuAMT)-1-n30mponun-3-MeTuinupasono[4,3-
b]mupuanH-7-wialamuHo [MeTHI - 1 -MeTHIIUPUANH-2-0Ha,

109:  5-(2-3tokcu-3-nupunmi)-N-[(1-aTunmmpason-4-wn)metu]- 1 -usonpormnu-3-
MeTuupasofol4,3-bnupunun-7-aMuHa;

110:  5-(2-3TOoKCH-3-nmupuaui)- 1 -usonponui-3-merui-N-[(1-nponunnupason-4-
win)met | nupasonol4,3-b]uupuanH-7-aMuHa,

111:  5-(2-3ToKcu-3-nupunuin)-1-uzonponun-N-[(6-MeTokcH-3-mupUANIT)METHIT]-3-
MeTminipasono[4,3-bnupuanH-7-aMiHa,

112 5-(2-3ToKcu-3-nupuaui)-1-usonponui-N-[(5-meTokcu-2-nupuaun)merun]-3-
merunmnupasonol4,3-blnupuauH-7-amuHa,

113:  5-(2-3ToKcu-3-nupunui)-3-meTia-N-[(2-mMeTrinruason-4-wn)merun]-1-
(okcetan-3-mwn)mupazonol4,3-b \nupuanH-7-aMiHa,

114:  5-(2-3ToKcu-3-mupuaui)- 1 -usonponui-N-[(S-MeToKCUNUpPa3UH-2-UIT)METHII |-
3-mermnnupasono[4,3-bmupuauH-7-aMuHa,

115:  5-(2-3toxcu-3-mupuann)-1-usonpommn-3-merun-N-(3-
NMUpUAMIMeTN)upasono[4,3-bnupuanH-7-aMuHa,

116:  5-(2-3tokcu-3-nupunmi)-N-[(6-grop-3-mupuaun)mer]-1-usonponui-3-

MeTHIUpa3ono[4,3-b|nupunus-7-aMruHa,
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117 N-[[6-(audTopmeTiun)-3 -nupuann |MeTii|-5-(2-3ToKCH-3 -mupuaui)-1-
U30TPONII-3 -MeTIIMHNPa30io[4,3-h [mupuIiH-7-aMHUHa,;

118:  5-(2-sTOKCH-3-mupuamN)-1-n30npormmn-N-[(3-MeTOKCU-2-TUPHANI)METHI|-3 -
MeTHIHPa3oio[4,3-bnupuann-7-amuHa,

119:  5-(2-3TOKCH-3-MUpHANN)-3-MeTHI-1-[ 1-MeTunnpomnun]-N-(1H-upason-3-
WIMeTWI)upasonol4,3-b Jnupuann-7-aMuHa, SHAHTHOMepa 1;

120:  5-(2-sTOKCH-3-MUpHANN)-3-MeTHII- 1 -[ 1-MeTunnponun]-N-(1 H-nupason-3-
unMeTun)upasonol4,3-b lnupuans-7-aMuHa, SHAHTHOMepa 2;

121:  5-(2-3TOKCcH-3-mupuAnN)-3-MeTHi-1-[ 1-merunnponun]-N-[(1-merun-1,2,4-
Tpuaszo-3-mwi)Metui|nupasonol4,3-bnupunnn-7-aMusa, SHaHTHOMepa 1]

122:  5-(2-3TOKCHU-3-mupHANN)-3-MeTHI- 1 -[ 1-MmeTunnponun]-N-[(1-merun-1,2,4-
Tpuaszon-3-wi)Metun|nupasono[4,3-bnupuans-7-aMuHa, SHaHTHOMepa 2;

123:  5-(2-3TOoKCcH-3-mupuamn)-3-MeTHia-N-[(5-metun-1,3,4-okcannazon-2-
un)merun]-1-[ 1-metunnponui]nupasono[4,3-b Jnupunun-7-amuHa, 3HaHTHOMEpA 1

124:  5-(2-sTOKCH-3-mUpHANI)-3-MeTHI-N-[(5-MeTun-1,3,4-okcagnason-2-
un)meruin|-1-[ 1-merunnponui|nupasono[4,3-b nupuanH-7-aMuHa, SHaHTHOMEpa 2,

125:  5-(2-sTokcu-3-nupuamn)-N-[(5-meTokcu-3 -mupuann)mernn]-3-meru-1-[ 1-
MeTHInponui Jnupasoso[4,3-bnupuavH-7-aMuHa, 3HAaHTHOMEpA 2;

126:  5-(2-arokcu-3-nmupuanin)-N-[(2-meTokcu-4-nupunnn)merui]-3-merun-1-[ 1-
MeTunponui Jnupasono[4,3-b | nupuauH-7-aMruHa, 3HaHTHOMEpA 2;

127 5-(2-3TOKCU-3-mUpHANN)-3-MeTHII- | -[ 1-MeTunnpomnui]-N-[(2-meTunterpason-
5-nm)merui|nupasono[4,3-b]nupuanH-7-aMUHa, SHAHTHOMepa 2;

128:  5-(2-sTokcu-3-nupuaun)-3-metun-N-[(5-metun-1,2,4-oxkcanuazon-3-
wn)meruin|-1-[ 1-merunnponui|nupaszono[4,3-b | nupuanH-7-aMuHa, SHaHTHOMEpa 2,

129:  5-(2-sTOKCH-3-MUpHANI)-3-MeTHUI-N-[(2-MeTnnoKkcazon-4-un)meruin]-1-[ 1-
MeTuinponui nupasono[4,3-b | nupuauH-7-aM1uHa, 3HaHTHOMepa 2;

130:  5-(2-sToxcu-3-nupuamn)-N-(1H-umunazon-4-unmernn)-3-merui-1-[1-
MeTunponui|nupasonol4,3-blnupuaun-7-amuHa, 3HaHTHOMEDA 2,

131:  5-(2-3TOKCH-3-MUpHANN)-3-MeTHI- 1-[ 1-MeTunnponun]-N-[(5-metun-1H-
MUPa3o-3-uin)MeTui | nupaszono[4,3-b \nupuaun-7-aMiHa, SHaHTHOMepa 2;

132:  5-(2-3TOKCH-3-mupunuin)-3-metun-N-[(1-meTunumunazon-4-wn)merun)]-1-[1-

MEeTHINPONH Jmupasoio[4,3-b JnupuauH-7-aMuHa, 3HAHTHOMEpA 2;
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133:  5-(2-3Tokcu-3-nupuamnn)-3-metun-N-[(2-mMeTunokcaszon-S-mn)merui]-1-[1-
MeTHIIPONII|mupasonol4,3-bJnupuauH-7-aMuHa, SHAaHTHOMepa 2,

134:  3-merwi-1-[1-merunmporw]|-N-[(1-merun-1,2,4-tpuaszosn-3-uwn)mermn|-5-(2-
NPONOKCH-3-nupuanI)nupasono[4,3-blnupuanH-7-aMuHa, SHaHTHOMepa 2;

135 3-merun-1-[1-merunnponun]-5-(2-nponokcu-3-mupuann)-N-(1 H-nupazon-3-
unMerun)nupasono[4,3-b|nupuaun-7-aMuHa, SHaHTHOMEpA 2;

136:  5-(2-3Tokcu-3-mupunmn)-1-[ 1-meruanponun]-N-(1 H-nupazon-3-
WUIMETHI)Hpa3oso[4,3-b|nupuanH-7-aMuHa, SHaHTHOMepa 1]

137:  5-(2-sTokcu-3-mupunmn)-1-[1-merunnponun]-N-(1 H-nupazon-3-
unMeTwn)nupaszono|4,3-b | nupuaun-7-aMuHa, SHAHTHOMEPA 2;

138:  5-(2-sTokcu-3-upunmn)-N-[(5-metuin-1,3,4-oxcaguazon-2-um)mernn|-1-[1-
MeTuinponui|nupasonol4,3-b]nupuauH-7-aMuHa, SHaHTHOMepa 1,

139:  5-(2-3tokcu-3-mupunmn)-N-[(5-metui-1,3 4-oxcaguazon-2-uwm)mernn|-1-[1-
MeTuImponunnupasonol4,3-bnupuaun-7-aMuHa, SHAHTHOMEPA 2,

140:  5-(2-3Tokcu-3-nupunmin)-1-[ 1-merunnponun]-N-[(1-metmn-1,2,4-Tprazon-3-
win)merui nupasonol4,3-b | nupuany-7-amuHa, HaHTHOMEpA 1

141:  5-(2-s3tokcu-3-nupunmin)-1-[ 1-mermnnponun]-N-[(1-meTmn-1,2,4-Tprazon-3-
win)meru nupasonol4,3-b | nupuans-7-amuHa, IHAHTHOMEDA 2,

142:  1-uzonponun-3-merun-N-[(1-mernnumunaszon-4-un)meruin]-5-(2-nponokcu-3-
nUpuAnIT)Hpasono[4,3-bnupuanH-7-aMuHa,

143:  1-usomponui-3-metui-5-(2-nponokcu-3-nupuann)-N-(1 H-nupazon-3-
WIMETHJI)Hpa3oso[4,3-h | mupuanH-7-aMHHa,

144:  5-(2-3ToKcu-3-nupunmi)-3-metui-1-[ 1-merunnponun]|-N-(14-1,2,4-Tpuazoi-
3-unmerun)nupasono[4,3-bnupuanH-7-aMiuHa, SHAaHTHOMEpa 2;

145:  1-uzompomnun-3-metuwi-N-[(1-metni-1,2,4-tpuazon-3-mwi)meTi]-5-(2-
MPONOKCH-3-upuAni)nupas3osol4,3-b| nupunun-7-aMuHa;

146:  1-usomponun-3-MeTi-5-(2-nponokcu-3-mupuaun)-N-(14-1,2,4-tpuason-3-
unMetnin)nupaszono|4,3-b|mupuaun-7-aMuHa;

147 1-uzompomnui-3-meTwi-N-[( 1 -MeTuanupason-4-un)MeTi|-5-Tuazon-2-
wmupasono[4,3-b]nupunun-7-aMuHa;

148:  1-uzomponui-3-metun-N-[(1-mernnmnupazon-4-wn)merui]-5-(S-meTuntuason-

2-un)nupasono[4,3-bnupunun-7-aMuHa,
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149:  1-uzonponmn-3-merun-N-[(1-merunmupason-4-mn)merinn|-5-(4-MeTuiTrason-
2-un)nupasoso[4,3-bnupunus-7-aMmuHa;

150:  3-[1-uzonponun-3-metun-7-[(1-meTunmnupazon-4-
WIT)METHIIAMHHO |nupa3osno| 4,3 - mupuauH-5-ui ] -5-MeTHinoKca3oananH-2-0Ha,

151:  3-[l-msonpomui-3-mermn-7-[(1-meTunnupaszon-4-
WIT)METHIIAMHHO |nupasono| 4,3 -5 | nupuauH-5-1 | okca3onuauH-2-0Ha,

152: 1] 1-uzomponui-3-metmi-7-[(1-meTunmnupason-4-
WIT)METHIAMIHO |nupa3ono| 4,3 - mupuanH-5-unla3eTnanH-2-0Ha,

153:  1-tper-Oytun-3-[ l-uzonpomnui-3-merui-7-[( 1 -meTunnupason-4-
WUIT)METHIIAMHHO |nnpa3ono| 4,3 - | mupuauH-5-1i | MMUIa30I M IHH-2-0Ha,

154:  1-[1-m3onponun-3-metun-7-[(1-meTunnupason-4-
WT)METHIAMIHO |nupa3ono 4,3 -5 | mupuauH-5-wi | TUppOIUInH-2-0Ha,

155:  3-[1-m3onponun-3-metun-7-[(1-meTunnupason-4-
WIT)METHIAMIHO |nupa3ono| 4,3 - mupuauH-5-ui|-4-MeTUIOKCa30IUANH-2-0Ha,

156:  4-3Tun-3-[1-usonponui-3-merun-7-[(1-merunnupazon-4-
WT)METHIAMUHO |nupazono[ 4,3 -b | nupuanH-5-m | 0Kca3oianH-2-0Ha,

157:  N-[[5-(2-3TOoKcu-3-nupuann)- 1 -usonponui-3-meTuinupasonol4,3-bnupuans-
7-un|MeTnn|-5-MeTOKCHIUPHUINH-3 -aMUHa,

158:  N-[[5-(2-3TOKCH-3-nUpHUANN)- 1-u30nponun-3-metuinnupasoino[4,3-bnupuauH-
7-un|merun|-1-merun-1,2,4-tpuason-3-aMuHa,

159:  5-(2-3roxcu-3-nupugun)-1-usonponuin-7-[2-(5-MeTokcu-3 -mupuanuI )3 TUI|-3-
Merunpasonol4,3-bnupununa,

160:  5-(2-3TOKCH-3-MUpUANIN)-1-u30nponuI-3-MeTui-7-[2-(1-merui-1,2,4-rpuazon-
3-un)atun|nupasono[4,3-bnupununa;

161:  5-(2-3TOKCH-3-nUpUANN)-1-u30nponui-3-MeTun-N-[(2-metui-1,2,4-rpuason-
3-wr)metun Jnupasoo[4,3-bmupunus-7-aMuHa,

162:  5-(2-3TOKCH-3-nMUpHUANN)-1-u30nponia-3-MeTun-N-[(4-metun-1,2,4-Tpuason-
3-mm)mertun | nupasono[4,3-b | nupuayH-7-aMuHa;

163:  5-(2-sTokcu-3-nupunun)-3-metmn-N-[(1-metwi-1,2,4-rpuason-3-wi)merwi]-1-
(okceran-3-un)mupaszonol4,3-b lnupuauH-7-aMuHa;

164:  5-(2-sTokcu-3-nupunwn)-1-uzonponun-3-merun-7-[( 1 -meTunnupazomn-4-

WI)METHICYIbbanun Jnupasono[4,3-b nupunayHa;
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165:  N-[[1-(mudropmerrn)nupazon-4-mi|meTii]-5-(2-3Tokcu-3-mupuamn)-1-
W30NpONUI-3-MeTuinupasonol4,3-bnupuaus-7-amusa,

166:  5-(2-3tokcu-3-nupuani)-N-[[ S-(bropmerni)usokcazon-3-mwi|merni]-1-
H30MPONIII-3-MeTHINUPa30io[4,3-b | mupunun-7-aMuHa,

167:  5-(2-stokcu-3-nupuami)-N-[[ 3-(bropmerni)usokcason-S-mwi|mermi]-1-
H30MPONUII-3-MeTHINHPa300[4,3-b | nupuauH-7-aMuHa,

168:  1-usonponun-3-meruin-N-[(1-merunnupasosn-4-un)Merui]-5-okca3on-2-
unmupasono|4,3-blunpuanH-7-amuHa;

169:  l-usomnpomun-3-mernn-N-[(1-mernnmnupazon-4-mn)merun|-5-(3-meTunrpuazon-
4-un)rmpasonol4,3-b nupunun-7-aMuHa;

170:  1-usonponun-5-(2-MeToKcH-3-mupuamn)-3-metun-N-[[2-(tpudropmerin)-3-
nupuai | Metui|nupasono[4,3-b nupunus-7-aMuHa,

171:  3-[1-uzonponun-7-[(2-MeTOKCH-3-TUPUANI)METUIAMUHO -3~
merunupasono[4,3-blnupunus-S-nn)-1 H-nupuanH-2-oHa;

172:  5-(2-3Tokcu-3-mupunui)-1-uzonponui-N-[(3-MeTOKCH-4-NUPUANIT )METHI|-3-
MeTuanupasonol4,3-bnupuauH-7-aMuHa;

173:  1-u3onponui-5-(2-MeTOKCH-3-mupUua)-3-MeTun-N-[(2-MeTuaTHason-5-
nn)Metui|nupasono[4,3-b JnupuanH-7-aMuHa;

174:  5-(2-UMKJIONpPONOKCHITUPUANH-3-1I)- 1 -u30npornui-N-((2-MeTOKCUITUPUANH-3 -
win)metin)-3-metui-1 H-nupazonol4,3-b | nupunnn-7-amuHa,

175:  l-m3onpomuwn-N-((2-meTtokcunupuans-3-wn)merui)-3-metui-5-(1-merun-1H-
nupas3on-5-mn)- 1 H-nupaszono[4,3-b | nupunnH-7-aMuHa,

176:  5-(2-aTOKCH-3-mupuann)-1-uzonpomui-N-[(5-MeTOKCUITUPUMUINH-2-
win)MeTn|-3-MeTnnnupasosol4,3-b]nupuaun-7-amuHa;

177:  3-[1-nzomponun-3-meruin-7-[(1-merTunnupazon-4-
wi)MeTHIaMuHO |upasono| 4,3 -b lnupuaus-5-wn|- 1 H-nupuanH-2-oHa,

178:  N-[[2-(mudTopmeThin)-3-nupuai | MeTi|-5-(2-3TOKCH-3-Tupuamn)-1-
W30NPONUI-3-MeTHInupasonol4,3-bJnupuaus-7-amuHa;

179:  5-(2-3tokcu-3-nupuani)-1-uzonpomnmn-N-[(6-Me ToKCUTHPUMUATHH-4 -
win)MeTi |-3-meruinupa3zofiof 4,3-b | nupuaun-7-aMuHa;

180:  5-(2-(3rokcu-1,1-d2)nupuaus-3-u)-1-usonponun-N-((2-meTokCUNUpuAnH-3-

win)metin)-3-meti-1 H-nupaszonol4,3-b | nupunun-7-amuHa,
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181:  5-(2-(3tokcu-ds)nupuaun-3-imn)-1-usonponn-N-((2-MeTOKCHITUPUANH-3 -
wn)MeTun)-3-meTii- 1 H-nmupaszono[4,3-bnupunus-7-aMuHa,

182:  5-(2-(3Tokcu-2,2,2-d3)nmupunun-3-ui)- 1 -uzonponui-N-((2-MeTOKCUTHPUIMH-
3-unm)meTun)-3-mMetui- 1 H-nupaszono[4,3-b]nupuauH-7-aMuHa,

183:  1-m3omponmn-N-((2-MEeTOKCUITHPUAUH-3-HIT)METIIT)-3-MeTHI-5-(2-
(rpudropmerwn)nupuaus-3-un)- 1 H-nupazonol4,3-bnupunun-7-aMmuHa,

184:  3-(audTopmeTnin)-5-(2-5TOKCUNUPUANH-3-1n)- 1 -uzonporun-N-((1-metun-1H-
nupazon-4-un)merin)- 1 H-nupazono[4,3-b|nupuans-7-aMHHa,

185:  l-uzompomun-3-merun-N-((1-merun-1H-nupazon-4-un)merun)-5-(1H-1,2,4-
Tpuazo-1-un)-1H-nupasono[4,3-bnupuanH-7-aMuHa,

186:  3-[1-uzomponun-3-merun-7-[(1-merui-1,2,4-rpuazon-3-
WJT)METHIaMUHO [upazono[4,3-b lnupuand-5-un |- 1 H-mupuan-2-oHa;

187:  3-[1-m3onponun-3-merun-7-(1H-nupa3on-3-wIMeTHIAMUHO )IHpa3oo[4,3-
b]mupuaun-5-un]-1H-nupunuH-2-oHa,

188:  5-[2-(mudropmerokcu)-3-nupuann]-1-uzomnponun-N-[(2-meTokcu-3-
MHPUANI)METIII]-3-MeTIInupa3onol 4,3-b \nupuauH-7-aMuHa,

189:  5-(2-3TOoKCH-3-mupuaNI)- | -u30mponuI-N-[(4-MeTOKCUTUPUMHTHH-2-
WIT)MeTHI|-3-MeTimnupasonol 4,3 -b JnupunuH-7-aMuHa;

190:  5-(2-3rokcu-3-mupuann)-1-uzonpomi-N-[(4-MeTOKCUIMPUMUANH-5-
WT)METHII |-3-MeTUIINUPa30Ji0[4,3-b | nupuaiH-7-aMHHa,

191:  5-(2-3Tokcu-3-mupuani)-N-[(2-5TOKCH-3-MHPUANIT)METII |- 1 -H30IpOnmII-3-
MeTuinupasono[4,3-bnupuanH-7-aMuHa;

192:  5-[2-(mumeTtrnamuHo)-3-nupuann]-1-usonponun-N-[(4-
METOKCHU( SHUIT)METHIT|-3-MeTHINHpa3oo[4,3-bnupunuH-7-aMuHa,

193:  3-[1-usonponun-3-metun-7-[[2-(tpudropmeriun)-3-
MUPUIHIT | METHIIaMIHO |iupasonol4,3-b mupunus-5-un|-1 H-nupuaiH-2-oHa,

194;  1-m3onponun-3-MeTun-5-(3-MeTmn3okcason-4-mn)-N-[(1-merunnupason-4-
un)merui|nupasono[4,3-blnupuanH-7-aMuHa;

195.  1-m3onponun-3-merwn-5-(1-merun-1H-1,2 4-rpuaszon-5-mwr)-N-((1-merun-14-
nupasoi-4-mwi)merun)- | H-nupaszono[4,3-bnupunnn-7-aMuHa,

196:  l-uzonpomnuin-3-merun-5-(2-nponokcu-3 -nupuaun)-N-(1H-nupazon-4-

HJIMETHIN) TUPa30J10[4,3-b | nupuarH-7-aMHHA,
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197 5-(2-sToKcu-3-mupuami)-N-[(2-MeToKcu-3-MUPUANIT)METHI|-3-MeTuII- 1 -
(okceraH-3-un)nupaszonol4,3-b | nupuanH-7-aMHHa,

198:  5-(2-(3Tmn(mMeTnn)aMUHO)TUPUANH-3-11)- | -u3onponun-N-(4-
MeTOKCHOeH3 1 )-3-MeTui- | H-nupaszono[4,3-b jnupunun-7-aMuHa;

199:  5-(2-sTokcunupuaus-3-mn)-3-(Gropmernn)-1-usonponmn-N-((1-merun-1H-
nupason-4-un)mern)- 1 H-nupaszono[4,3-b | nupunnH-7-aMuHa,

200:  1-uzonponmi-3-metun-N-((1-metun-1 H-nupazon-4-un)meriun)-5-(4-
METHIIOKCa30-5-1n)-1 H-niupasono[4,3-b | mupuanH-7-aMiHa,

201:  5-[2-(mumerunamuHO)-3-nupuani]-1-uzonpomnuni-3-metua-N-[(1-
METUJINPa3o-4-ui)MeTu1 | nupas3onol4,3-bnupunnH-7-aMuHa,

202:  1-uzonpomun-3-metun-N-((1-merun-1H-nupazon-4-un)merui)-5-(4-
METUJIOKCa30J1-2-u)-1 H-niupaszono[4,3-bnupunuH-7-aMuHa,

203:  1-uzompomun-3-meTwi-N-[(1-metunmupason-4-un)merwin|-5-(4-mertnn-1,2,4-

TPHa30JI-3-ui)upa3oo[4,3-b nupuanH-7-aMHHa,
n apMarieBTHUECKH NPUEMIIEMBIX COJIEH JII000T0 U3 STHX COCIMHEHHUH.
E28. Coenunenne B COOTBETCTBHH C BApUAHTOM OCYIECTBIICHHS 1, I/ie cOelMHEHUE BEIOPAHO U3 IPYIIIH,
COCTOSIIIEH U3
1: 5-(2-aToKcu-3-mupunun)-1-usonponui-3-merun-N-[ (5-metun-1,3 4-

OKCaIna3oi-2-mwi)MeThi | mipaszonol4,3-b | nupunnH-7-aMiuHa,

2: 5-(2-3ToKCcu-3-mupunun)-1-u3onporui-3-metun-N-[ (S-MeTunTHa3on-2-
un)MeTi|nupasono[4,3-bnupuauH-7-aMuHa,

3: 5-(2-aToKCH-3-TUpuanI)- | -u30mponui-3-MeTHI-N-[ (S-MeTHIN30KCa30-3-
WIT)MeTHI |tupasonol4,3-b | mupuans-7-aMuHa,

4: 5-(2-3ToKCcu-3-mupuamn)-1-u3onporii-3-metun-N-[ (2-MeTunokca3on-5-
WIT)MeTH |tupasonol4,3-b | mupuans-7-aMuHa,

5: 5-(2-3ToKcu-3-mupunin)-1-u3onporii-3-metii-N-[ (2-metuntpuaszon-4-
WT)MeTHJI |Tupa3ono|4,3-b | mupuaH-7-aMIHa,

6: 5-(2-3TOKCH-3-nMpuann)-1-n3onponun-3-metiin-N-[ (1 -meTunrpuazon-4-
win)Metwi [nupazonol4,3-b nupuaiH-7-aMuHa,

7: 5-(2-3Tokcu-3-mupunmn)-1-usonpormnii-3-metun-N-(1 H-nupason-4-

WUIMeTH)npas3ono[4,3-b | mpuanH-7-aMuHa;
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8: 5-(2-sTOKCH-3-IupuI)- 1 -m30npomI-3-MeTun-N-[(2-MeTunTeTpason-5-
un)meTwi nupasonol4,3-b| nupuauH-7-aMuHa,

9: 5-(2-s3TOKCHUIUPUIHH-3-11)- | -i30onponi-3-mMetun-N-((1-metun- 1 H-nupason-
4-un)merun)-1H-nupasonol4,3-bnupuaus-7-aMuHa;

10:  5-(2-sTOKCH-3-mmpumT)- 1 -U30npomiI-3 -MeTun-N- [ (3-MeTHIN30KCa30I-5-
un)MeTui [nupasonol4,3-b | nupuaHH-7-aM1Ha,

11:  5-(2-sToKcu-3-nmpunun)-1-u3onpommt-3-metun-N-[ (2-mermnruason-4-
un)MeTui [nupasonof4,3-b | nupuarH-7-aM1Ha,

12: 1-tuksonponui-S-(2-3rokcu-3-nupuaun)-3-metun-N-[ (1-merunnupason-4-
W)MeTHII |nupasonol4,3-b mupuans-7-aMuHa,

13: 5-(2-sToxcu-3-nupunun)-N-[(1-merunnupaszon-4-un)merui)-1-
nponunnupasono[4,3-bnupuauH-7-aMuHa;

4. 5-(2-srokcunupuans-3-win)-N-((1-metin- 1 H-nupason-4-un)merun)-1 -
(okceran-3-un)-1H-nupazonol4,3-bnupuauH-7-aMuHa,

15 5-(2-srokcunupunus-3-ui)- 1 -merun-N-(1-(1-metun- 1| H-nupazon-4-min)aTu)-
1H-nupazono[4,3-b|nupunuH-7-aMuHa (paLeMu4ecKoro);

15a:  (R)-5-(2-sroxcunupunus-3-un)-1-mernn-N-(1-(1-merun- 1 H-mupazon-4-
un)atui)- 1 H-mupazono[4,3-b|nupuaus-7-amuna;

15b:  (S)-5-(2-sToxcunupunun-3-un)-1-metun-N-(1-(1-metun- 1H-nupazon-4-
un)atui)- 1 H-niupazono[4,3-b|nupuaus-7-amuna;

16:  5-(2-sTokcunupunuH-3-mi)- 1 -meTun-N-((1-metun- 1 H-mpa3on-4-um)MeTi)-
1 H-nupazosno[4,3-b nupunun-7-aMiHa,

17 5-(2-sToKcu-3-nmpunmn)-1-u3onpomut-N-[ (1 -MeTuuMuRason-2-
un)MeTui [nupasonof4,3-b| nupuarH-7-aM1Ha,

18: 5-(2-3ToxcunupuauH-3-un)- 1 -usonponun-N-((1-merun-1H-nupason-5-
unmmetui)- | H-nupasono[4,3-bnupunuH-7-aMuHa,

19: 5-(2-3ToxcunupuauH-3-un)- 1 -usonponun-N-((1-merun-1H-nupason-3-
umMeti)- 1 H-nupasono[4,3-bmupunuH-7-aMuHa,

20: 5-(2-3Tokcu-3-upunun)- 1 -uzonponun-N-(Tuazon-2-unmerui)nupasono[ 4,3 -
blnupuanH-7-amMuHa;

21 5-(2-sToKcu-3-mupunui)- 1 -usonpomun-N-[(1-MeTunnmunason-4-

wi)Metui|nupaszonol4,3-b lnupuaun-7-aMuHa,
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22:  5-(2-3TOKCH-3-mupHANN)-1-usonponun-N-(4-nupuauiameru)nupasono[4,3-
blnupuauH-7-amMuHa,

23: 5-(2-aTOKCH-3 -HpUANI)- | -U30npOnTHI-N-(M-TONHIMETHI )ITHpa3oo[ 4,3-
b|nupunuH-7-aMuHa,

24 5-(2-sToKcH-3-mupuann)-1-u3onponun-N-(I-TonmMe T )nupasonol4,3-
b]mupunun-7-aMuHa,

25: 5-(2-3Tokcu-3-nupuaun)-1-usonporun-N-[(1-mermwinupason-4-
nmMeTi|nupasonol4,3-hmupuaun-7-aMuHa;

26: 5-(2-sTokcu-3-mupuani)-1-atun-N-[ (1-metrnnupaszon-4-
WiI)MeTu |nupasool4,3-bnupuanH-7-aMiHa,

27: 5-(2-3Tokcu-3-upuanin)-3-meTui-N-[ (1-mMetnnnupazon-4-ummerun]-1-
(okceran-3-umnupazono[4,3-bnupunuH-7-aMuHa,

28: 5-(2-atokcu-3-mupuami)-1,3-numerui-N-[(1-metunnupazon-4-
WI)MeTHI|nupa3onol4,3-bnupuanH-7-aMuHa,

29: 5-(2-3TOKCH-3-upu AN )- 1 -u3onponun-3-MeTun-N-[ (4-mMeTunTuason-2-
WI)MeTu |nupasool4,3-bnupuanH-7-aMuHa,

30: 5-(2-sTokcu-3-mupuann)- 1 -usonpormui-3-metuia-N-[ (3-merun-1,2,4-
OKCaana3o-5-mwi)merui| mupasonol4,3-blnupuani-7-aMuHa,

31:  5-(2-3Tokcu-3-mupuaun)-1-nsonpommn-3-merun-N-[(1-merun-1,2,4-rpuason-
3-mn)Meti Jnupaszoso[4,3-b ] nupuauH-7-aMuHa;

32: 5-(2-3TOKCH-3-mupuaAn)- 1 -u3onponun-3-meTun-N-[ (2-MeTunTrazon-5-
nnMeTwi|nupasono(4,3-bnupuann-7-aMuHa;

33: 5-(2-sTokcu-3-mupuann)- 1 -usonpormi-3-metuia-N-[ (5-merun-1,3 4-
THaANA301-2-wi)MeTu |nupasono[4,3-b lnupuann-7-aMuHa,

34:  5-(2-3TOoKcH-3-mHpHANN)-1-n30nmpormmn-3-MeTun-N-[(5-meTui-3-
TUEHWI)METHI |THpa3oio[4,3-b JnupuamH-7-aMuHa,

35: 5-(2-3TOKCH-3-mupuAN)- 1 -u3onponui-3-metui-N-[ (4-meTun-2-
TUEHIT)METHII |Hpa3oiof4,3-b lnupuanH-7-aMuHa,

36: 5-(2-3TOoKCcH-3-mupuann)- 1-u3onpommn-3-merun-N-[(5-merun-2-
THUEHWT)MeTU |nupaszono[4,3-b | nupuauH-7-aMuHa;

37: 5-(2-3TOKCH-3-mupuANN)- 1 -u30nponuni-3-metun-N-[ (2-MeTHnokca3on-4-

nn)MeTHiI|nupasonol4,3-bnupuann-7-aMuHa;
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38: 5-(2-aTokcu-3-nupuani)- 1 -usonpomnui-3-metun-N-[ (5-meTunokcason-2-
WT)METHI | mupa3onol4,3-b | mipuiiH-7-aMIHa;

39: 5-(2-sToKCcH-3-mupuAnn)- 1-uzonpormn-3-merun-N-(1 H-nupason-3-
unMerun)nupasoinol4,3-bnupuaun-7-aMuHa,

40: 5-(2-sTokcu-3-mupuani)-N-(1 H-umunazon-4-unmerun)- 1 -uzonponun-3-
MeTunnupasonol4,3-blnupuanH-7-aMuHa,

41:  N-Gensui-5-(2-3Toxcu-3-mupuawn)- 1-usonponmmupasonol4,3-bmupunus-7-
aMuHa,

42: 5-(2-arokcu-3-nmupuann)- 1 -uzonponui-N-[(3-mMeTrnu3okcaszon-5-
un)Merwi|nupasofio[4,3-b lnupuanH-7-aMiHa,

43: 5-(2-sTokcu-3-mupuani)- 1 -usonponun-N-[ (5-metnin-1,2,4-okcaguazon-3-
win)MeTwui|nupasosol4,3-b lnupuaun-7-aMuHa,

44:  N-[(1,5-mumeTunnupa3zon-3-ui)MeTii]-5-(2-sTokcu-3 -nupuann)-1-
U30IpONmInupasono[4,3-bnupunus-7-aMuHa;

45:  3-(1-usonponmn-3-metun-7-(((1-mernn- 1 H-nupason-4-un)Merun)aMuHo)- 1 H-
nupa3zosnio4,3-b lnupunun-5-mn)-1-merunnupuaun-2( 1 H)-oua;

46: 5-(2-sTokcunupuaun-3-mn)- 1 -uzonponun-3-merui-N-((2-metun-1H-
umuaazon-4-unmerun)- | H-nupasonol4,3-b | nupuaus-7-aMuHa,

47: 5-(2-3TOKCHMUPUANH-3-1)- 1-u3onponun-3 -merun-N-((5-merwn- 1 H-nupason-
3-mwm)merun)-1H-nupasono[4,3-b|mupHanH-7-aMUHa;

48: 5-(2-3TOKCHMUPUANH-3-1)- 1-3THn-3 -Metun-N-((1-metun- 1 H-nupazon-4-
un)merun)- 1 H-nupazono[4,3-bnupunun-7-aMiuHa,

49: 3-(1-usonpomnui-3-merun-7-(((1-merun- 1 H-nupazon-4-un)merun )amuHo )- 1 H-
nipasonol4,3-b]nupunus-5-mn)-1-merunnupunua-2( 1 H)-oHa;

50: 5-(2-3TOKCHNUPUANH-3-1J1)- | -u30mpori-3-MeTHiI-N-((4-MeTHIoKca3on-2-
wm)merun)- 1 H-nupasono[4,3-bnupunun-7-aMuHa,

51: N-((1,2-mumerun-1 H-uMunazon-4-uin)Metun )-5-(2-3TOKCUITHPUANH-3 - 1) - 1 -
usonponui-3-metii-1 H-nupasonol4,3-b juupunus-7-amMmuHa,

52: 5-(2-3Tokcu-3-nupuann)-1-usonponui-3-metuia-N-[ (5-metun-1,2,4-
OKCaana3oi-3-mi)MeTu \nupasoso[4,3-b nupunnH-7-amuHa,

53: 5-(2-aTokcu-3-nupuann)- 1 -usonpomnui-3-metwia-N-(1,2,4-okcagnason-3-

HIMeTHIT)Tupasono4,3-b mupuanH-7-aMuHa,
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54:  N-[(1,5-aumermnnupa3zon-3-uin)Metui]-5-(2-oTokeu-3-mupuami)-1-
M30IPONHI-3-MeTUINNpa3ono[4,3-b Jnupunun-7-aMuna;,

55: 5-(2-aToKCH-3-mupuaIT)- 1 -usonpommi-3-metun-N-[(S-metun-14-1,2,4-
TpuazoJ-3-uwi)MeTu|nupasonol4,3-b |nupuanH-7-aMuHa,

56: 5-(2-aTokcu-3-mupuam)- 1 -usonpormit-N-[(1-metwn-1,2,4-tpuazon-3-
WI)MeTu Jnupasonol4,3-b|nupuanH-7-aMuHa,

57: 5-(2-atokcu-3-mupuaun)- 1 -usonpormit-N-(1 H-nupaszon-3-
WIMETWI)NHUpPa3ono[4,3-bnupuauH-7-aMuHa,

58: 5-(2-3TokcunupuanH-3-mn)- 1 -uzonponui-3-merun-N-((1-merun-1H4-
nMuAa3on-4-wimernn)- 1 H-mupasonol4,3-bmupunus-7-amun-2,2,2-tpudropanerara;

59: 5-(2-sTOKCH-3-mupuaI)- 1 -n3onpommi-3-mMetun-N-(1,3,4-okcagnason-2-
uiMeTun)nupasono[4,3-bnupuauH-7-aMuHa,

60: 5-(2-3ToKCcH-3 -mupuaun)- 1 -u3onponui-3-metin-N-[( 1 -merunnupazon-3-
win)Metu Jnupasonol4,3-b]nupuaun-7-aMuHa;

61: 5-(1,3-mumerunnupason-4-ui)- 1 -usonponui-3-metun-N-[ (1-merunnupazon-4-
un)Merun|nupaszonol4,3-b|nupunun-7-aMuHa;

62: 1-m3onponui-5-(2-mMerokcu-3-nupuaun)-3-met-N-[(1-metmmupazon-4-
nn)Merun |nupaszonol4,3-bnupunun-7-aMuHa;

63: 1-uzonponui-5-(2-merokcudenm)-3-metun-N-[(1-merTunnupaszon-4-
win)Metu Jnupasonol4,3-b]nupuaun-7-aMuHa;

64: 1-m3onponmi-3-mMetun-N-[(1-MeTunnupason-4-ui)MeTun)-5-
(ennnmupasonol4,3-bnupuauH-7-aMuHa,

65: 1-monpormi-3-mMetmn-N-[(1-mermmupazon-4-wr)mMeTun]-5-(2-meTun-3-
THeHW)mupaszono|4,3-b lnupuanH-7-aMHuHa,

66: 5-(1,5-mumerunnupason-4-wui)- 1 -usonponui-3-mMerun-N-[ (1-meTunmmpaszon-4-
wi)MeTun Jnupasonol4,3-b | mupuanH-7-aM1Ha,

67a;  (R)-5-(2-3Tokcu-3-nupuaun)-3-metmi-1-[ 1-merunmponmn]-N-[(1-
METIINPA30JI-3-WI)MeTu Jnupaszonol 4,3-b Jnupunun-7-aMuHa;

67b:  (§)-5-(2-aToKCH-3-mupunui)-3-meti- 1-[ 1 -meruamponun -N-[(1-
METIIINPA30JI-3-1iI)MeTu Jnupaszono[4,3-bnupunun-7-amMuHa;

68a:  (R)-3-merun-1-[1-metunmnponui]-N-[(2-MeTUnTeTpa3o-5-1uia)MeTun|-5-(2-

IIPOTIOKCH-3 -TUPHANI)IUPa30a0[4,3-b | mupuanH-7-aMuHa,
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68b:  (S)-3-merun-1-[1-meTunnponun|-N-[(2-meTunTeTpa3on-S-un)mernn|-5-(2-
IPONOKCH-3 -TupuauI)nupasonol4,3-b]mupunann-7-amuHa,

69: (R)-5-(2-3Tokcu-3-nupuaui)- 1-[ 1-merunnponun]-N-[ (1-meTunmnupazon-4-
wn)merui|nupasonol4,3-b nupuann-7-aMmuHa biniisi (S)-5-(2-3ToKCHu-3-nupuann)-1-[ 1-
merunnponu ] -N-[(1-merunnupason-4-un)merii| nupasonol4,3-b mupunus-7-amuHa,

70: (R)-5-(2-3Tokcu-3-niupuaui)- 1-[ 1-merunnponun]-N-[ (1-meTunmnupazon-4-
un)merui|nupasonol4,3-b nupuans-7-aMmuHa 4051 (S)-5-(2-3ToKCHu-3-nupuann)-1-[1-
merunnponu]-N-[(1-merunmupason-4-un)metii| nupasono[4,3-b mupunnH-7-amMuHa,

71: 5-(2-3TOoKCcHu-3 -mupuani)- 1 -u3onponii-N-[ (4-MeTunTHason-5-
wi)Merwi|nupaszono[4,3-b|nupunus-7-amuHa,

72: 5-[[5-(2-3TOKCH-3 -nHpuAnN)- 1 -u30mponmi-3-meTunnupasonol 4,3 -5 mupuanH-
7-Un]OKCUMETHI |-2-MEeTHUITOKCa301a;

73: 5-(2-sTokcu-3-nupugun)- 1 -uzonpomnui-3-metumi-N-(mupumuguH-4-
UIMeTHN)upasoio[4,3-b]mupuans-7-aMuHa;

74: 5-(2-3TOKCH-3 -MUPHANI)- | -M30IPONII-3 -MeTHUI-N-(TUPUMUTUH-2-
unMetun)nupasono[4,3-blnupuans-7-aMuHa;

75: 5-(2-3ToKCH-3-UpUAILT)- 1 -n30npONMII-3-MeTHI-N-[ (4-MeTHITUPUMUTUH-2 -
wn)Meti|nupasonol4,3-bnupuanH-7-amMuHa,

76: 5-(2-aToKcu-3-nupuanin)-1-uzonponuni-3-meTui-N-(nupasus-2-
WIMETHN)upasoso[4,3-b]mupuanH-7-aMuHa;

17: 5-(2-3TokcH-3-nupuaI)- 1 -n3onponun-3-metui-N-[ [ 2-(tpudTopmerin)-3-
nupuani|MeTwi|nupasonol4,3-b|nupunuH-7-aMuHa;

78:  4-[[[5-(2-3TOKCH-3-TUPUAIIT)- | -H30TPONII-3 -MeTHIIINPa3010[ 4,3 -
blmvpuanH-7-ui]aMiUHO |METHIT |- | -MEeTHIMHPUTHH-2-0Ha,

79: 5-(2-(atunaMuHO)upUAUH-3-1)- 1 -u3onponmi-3-metun-N-((1-metnn-1H-
nupason-4-un)mern)- 1 H-nupasono[4,3-b | nupuaus-7-aMuHa,

81: 5-(2-3TOoKCH-3-mupuaN)- 1 -u30nponui-N-[ (4-MeTOKCH-2-TUPH AN )METHI -3 -
MeTunrpasono[4,3-b [nupunun-7-aMiHa,

82: 5-(2-3TOKCH-3 -TUpHAMI)- 1 -I30mPONIII-N-[ (6-METOKCUNUPA3HH-2 - M )METHUI |-
3-merunnupasonol4,3-b]nupuanH-7-aMuHa;

83: 5-(2-3tokcu-3-mupuami)-N-[ (5-propnupumunus-2-mn)Metin]- 1 -usonponmi-

3-metunnupaszono[4,3-blnupunus-7-aMuHa;
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84: 5-(2-sTOKCU-3-mupuAnN)-1-u3onpommi-3 -MeTui1-N-[ (2-meTun-3-
IUPUAWIT)METHI | nupa3onol4,3-b Jnupunus-7-aMuna,

85: 5-(2-sToKCu-3-mupunnn)-N-[(2-Gprop-3-nupunmm)mMeTi|- 1 -u3onponmi-3-
MeTunupasonol4,3-bnupuaus-7-aMuHa,

86: 5-(2-3Tokcu-3-nupuani)-1-uzonponui-N-[ (2-meTokcu-3 -nupuaun)meTun)]-3 -
Meruinupasonol4,3-bnupuaun-7-amMuHa,

87. 5-(2-sTOKCU-3-nupuanN)-1-u3onpomnui-3 -meTuia-N-[(6-meTun-3-
nupuauIMeTHI | nupasono[4,3-b]nupuams-7-aMuHa,

88: 5-(2-3ToKcu-3-nmupuani)- 1 -uzonponui-N-[ (2-metokcudenun)meru]-3-
MeTUJITHpa3oo[4,3-bJnupuaun-7-aMHHa,

89: 5-(2-3tokcu-3-nupuani)-N-[(2-propdernn)merun]-1-usonponuni-3-
MeTUIITHPa30J0[4,3-bJnupuauH-7-aMHHa,

90: 5-(2-sTOKCU-3-IHpUANN)-1-u30mpomiI-3 -MeTHI-N-[ [ 2-
(Tpudropmernn)enun|mernn|nupasono[4,3-bnupunuH-7-aMuHa,

91: 5-(2-3TOKCU-3-upuAnN)-1-u3onpomn-N-[ (3-MeTOKCHITUpasUH-2-1IT)METHI |-
3-metunmupasonol4,3-b JnupuaH-7-aMuHa,

92: 5-(2-3TOKCU-3-mupuanN)-1-u3onpomui-N- [ (4-MeToKCH-3 -TUP AT )METHI -3 -
Mermmupas3onol4,3-bnupunus-7-aMuHa,

93: 1-m3onponmi-3-MeTi-N-[ (2-MeTHITeTPa30iI-5- I )MeTHI | -5-(2-IponoKCH-3 -
mupuAnI)Iupa3onol4,3-bnupunun-7-aMuHa,

94: 1-uzonponui-3-merui-N-[(1-merunnupason-4-un)merun |-S-(2-npomnokcu-3-
nupuaun)nupasonol4,3-bnupuaun-7-aMmuHa;

95: 1-u3onponun-5-(2-merokcu-3-nupunun)-N-[ (2-MeTOKCH-3 -IUPU AT )METHI -3+
Metunnupasoiol4,3-blnupuaun-7-amMuHa,

96: 1-u3onponui-5-(2-meTokcu-3-nupuann)-N-[(6-Me TOKCH-3 -TUP UK )METHII | -3
METUIITHPa30J0[4,3-bJnupuauH-7-aMHHa,

97: 5-(2-u30MponoKcH-3-nupuani)- 1 -uzonponui-3 -merun-N-[( 1 -merunnupason-
4-un)metui|nupaszono[4,3-bnupunuH-7-aMHHA,

98: 5-(2-3Tokcu-3-nupuani)- 1 -uzonponui-3-merun-N-(1H-1,2,4-tpuazon-3-
UNMeTHT)Hupa3oio[4,3-b | mupuanH-7-aMuHa;

99: 5-(2-3TOKCU-3-HpUANN)-1-H30npomuI-3 -MeTHI-N-(2 H-TeTpason-5-

ANIMeTHI)nupasono[4,3-b|mupuann-7-aMuHa;
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100:  5-(2-sTOoKcH-3-mupuaun)-1-uszompomui-3-mMeTun-N-(2-
MHPUAWIMETII)IUPa30a0[4,3-b [mupuann-7-aMuHa;

101:  5-(2-3TOKCH-3-MUPUIIIT)- ] -H30MpPOMHII-3-MeTuI-N-[(6-MeTn-2-
IUPUAWIT)METHN nupasonol4,3-b JnupunuH-7-aMuHa,

102:  5-(2-3ToKcH-3-mupuaun)- 1 -u3onponmi-N-[(6-MeTOKCU-2 - PUANIT)METHI]-3-
MeTuInupasonol4,3-bnupuaiH-7-aMuHa,

103:  5-(2-3TOKCH-3-IUPUIIIT)- ] -H30MpPOMHII-3-MeThI-N-[ (2-MeTmn-4-
IUPUAWIT)METHNI | nupasonol4,3-b Jnupunus-7-aMuHa,

104:  5-(2-3rokcu-3-nupunmn)-1-usonponun-N-[(2-MeTokcu-4-mupuarT)MeTHI|-3-
MeTuinupasonol4,3-bnupuais-7-aMuHa,

105:  5-(2-3TOKCH-3-IUPUIIIT)- 1 -H30MPONHIT-3-MeTHII-N-[ (2-Me THIIHU pUMUUH-4-
WT)MeTUI | pasonol 4,3 -5 | mupuauH-7-aMiHa,

106:  5-(2-3Tokcu-3-nupunmn)-1-usonponun-N-[(5-MeTokcu-3 -MUpUAMIT)METHI]-3-
Metmmupaszonol4,3-b|nupunus-7-aMuHa,

107 5-(2-3Toxcu-3-mupunun)- 1 -usonponmi-3-mMetun-N-[[6-(Tpudropmernn)-2-
MUpUAWI | MeTII | mupasono[4,3-b | nupuniH-7-aMuHa,

108:  3-[[[5-(2-3TOKCH-3-UpHaIN)- | -H30nponuI-3-MeTUInupasonol4,3-
b]nupunus-7-uilamMmuHao |MeTHI -1 -MeTHIININPUANH-2-0Ha,

109:  5-(2-3rokcu-3-mupunamn)-N-[(1-3Tunmpason-4-uwa)MeTwi)- 1 -u3onpomnun-3-
Merumupaszonol4,3-bnupunus-7-aMuHa,

110:  5-(2-3Tokcu-3-nupuami)-1-usonpomun-3-metwi-N-[ (1 -nponmnnupazon-4-
win)Metun|nupasonol4,3-b | nupuauH-7-aMiHa,

111:  5-(2-3Tokcu-3-nupunmn)-1-usonponun-N-[(6-MeTokcu-3 -MUpUAMIT)METHI]-3-
Merumupas3onol4,3-bnupunus-7-aMuHa,

112:  5-(2-3rokcu-3-nupuaun)-1-usonponun-N-[(5-MeTokcu-2-MUpUAIT)METHI]-3-
Merunupaszonol4,3-b|nupunus-7-aMuHa,

113:  5-(2-3Tokcu-3-nupunmn)-3-meTui-N-[(2-meTunruazon-4-wi)mernn]- 1 -
(okceran-3-wn)nupasono[4,3-bnupunun-7-aMuna;

114:  5-(2-3TOKCH-3-TIHpUIIN)- 1 -u30nporiI-N-[ (5-MeTOKCHITUPa3UH-2-UIT)METHII |-
3-mermnmnupasono[4,3-b|nupuanH-7-aMuHa,

115:  5-(2-3Tokcu-3-nupuaui)-1-uzonponui-3-merun-N-(3-

MHPUIUIMETHI)UPa30io[4,3-b | MupuanH-7-aMHHa,
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116:  5-(2-3Tokcu-3-mupuamn)-N-[(6-¢pTop-3-mupuamn)meru]-1-u3onponui-3-
MeTrnupasono[4,3-blnupunnt-7-aMuHa;

117 N-[[6-(mudropmerin)-3-nupunmnn]merun]-5-(2-3ToKcu-3 -upuann)- 1-
M30MPONHII-3-MeTHHPa3oo[4,3-b nupuanH-7-aMuHa,

118:  5-(2-3ToKCcH-3-mupuamn)-1-n3onponiia-N-[(3-MeTOKCH-2-THPUANIT)METHI] -3 -
Meruianupasono[4,3-bnupuauH-7-aMiHa,

119:  (R)-5-(2-3Tokcu-3-nupunun)-3-metun-1-[ 1 -merunnponun]-N-(1 H-nupazon-3-
UIMeTUN)upasonol4,3-b lnupunun-7-amuna win (S)-5-(2-3T0KCcu-3-mupuami)-3-metui-1-[ 1-
merunnponui]-N-(1H-nupason-3 -unmernn)nupasono[4,3-b]mupuans-7-aMuHa;

120:  (R)-5-(2-3TOoKCH-3-mupuam)-3-MeTii-1-[ 1-metunnponun]|-N-(1 H-mpazon-3-
uIMeTun)nupasonol4,3-b lnupunun-7-amuna win (S)-5-(2-3T0Kcu-3-nupuam)-3-metui-1-[ 1-
merunnponui|-N-(1H-mupason-3 -unmerwn)nupasonol 4,3-b mupunus-7-amuHa,

121:  (R)-5-(2-3TOKCH-3-HPUAIIT)-3-MeTHI-1-[ 1 -MeTunnponun|-N-[(1-metun-1,2,4-
Tpuason-3-mwi)Merui|nupaszono[4,3-blnupuans-7-amuHa win (S)-5-(2-9TOKCH-3-nUpuIi)-3-
metii-1-[ 1-merunnponun]-N-[(1-metun-1,2,4-tprazon-3-un)merui | nupasoo[4,3-
blmmpuanu-7-amuHa;

122 (R)-5-(2-3ToKCcH-3-nupuann)-3-merun-1-[ 1-merunnponun]-N-[(1-merun-1,2,4-
TPHA30JI-3-mT)MeTHI | mipa3ono[4,3-b nupuaus-7-amusa win (S)-5-(2-9ToKen-3-nupuani)-3-
metui-1-[ | -metunnponmi]-N-[(1-metnin-1,2,4-tpuason-3-mn)merui|mupaszono[4,3-
b]mupuaus-7-aMuHa,

123: (R)-5-(2-3ToKcu-3-mupuniin)-3-metun-N-[(S-mernn-1,3,4-okcannazon-2-
nnmetun)-1-[1-merunnponun|nmupaszonol4,3-bmupunun-7-amuHa  una - (S)-5-(2-3TokcH-3-
nupuan)-3-metiin-N-[(5-merun-1,3,4-oxcanuazon-2-un)metmn]-1-[ 1-

METHJINPOINI Jmupa3onol4,3-b|mupuaus-7-aMuHa;

124:  (R)-5-(2-sTOoKcHu-3-mupunmn)-3-MeTuin-N-[(5-metui-1,3,4-oxcaguazon-2-
un)merun|-1-[ 1-merunnponun|mupaszonol4,3-b jnupunun-7-amusa  wna - (S)-5-(2-3ToKCH-3-
nupuann)-3-metui-N-[(5-metui-1,3,4-okcanuazon-2-un)meri]-1-[ 1-

MeTHnponu Jnupaszono[4,3-bnupuann-7-amuna;

125a:  (R)-5-(2-sToKcu-3-mupummi)-N-[(5-MeToKcH-3-mupuann)Me T ]-3-MeTHII- 1 -
[1-meTunnponun]mupasonol4,3-bnupunis-7-aMmuna,

125b:  (§)-5-(2-3rokcu-3-nupuaun)-N-[(5-meTokcu-3-nupuann)meru|-3-meTu-1-

[1-merunnponui]nupasono[4,3-b]nupuanH-7-amuHa;
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126a: (R)-5-(2-3ToKCcH-3-nupuaun)-N-[(2-MeTOKCH-4-TTUPU AN )METHI|-3-MeTHII-1 -
[1-merunnponui]|mupasonol4,3-b]nupuanH-7-aMuHa,

126b:  (S)-5-(2-3Tokcu-3-mupunin)-N-[(2-MeTOKCU-4-TUPUIMIT)METHI | -3-MeTHII- 1 -
[1-merunnponui]mupasonol4,3-b]nupuanH-7-aMuHa,

127a:  (R)-5-(2-3Tokcu-3-nmupuann)-3-metui-1-[ 1 -merunnpormn]-N-[(2-
METHIITETPA30-5- i )MeTiI | miupasono4,3-b mupuanH-7-aMuHa,

127b:  (8)-5-(2-3TOKCH-3-MTUpHIIN)-3-MeTH- | -[ 1 -mMeTunmponun]-N-[(2-
METUITETPA30JI-5-1i)MeTu | mupas3odol4,3-b Jnupuaun-7-aMmuHa;

128a: (R)-5-(2-3tokcu-3-mupuann)-3-metn-N-[(5-merun-1,2,4-okcaguaszon-3-
wi)merui|-1-[ 1 -merunnponui|nupasonol4,3-b | nupuaun-7-aMuHa,

128b:  (S)-5-(2-3TOKCu-3-nupunmn)-3-metun-N-[(S-metun-1,2,4-okcaauazon-3-
win)merui]-1-[ 1-mernnnponi|nupasonol 4,3-b | nupuans-7-aMuHa,

129a:  (R)-5-(2-3TOKCH-3-upuaunn)-3-metui-N-[(2-meTunokcazon-4-mn)merui]-1-[ 1-
METHINPONIII | nupa3oinol4,3-b [nupunuH-7-aMHiHa,

129b:  (S)-5-(2-3ToKCH-3-mupunm)-3-MeTun-N-[ (2-meTmwnoxcazon-4-mi)merun)-1-[ 1-
MeTunpori|nupasosno[4,3-bnupuanH-7-aMuHa,

130a: (R)-5-(2-3tokcu-3-mupuann)-N-(1 H-umuaason-4-unmetin)-3-metmn-1-[1-
MeTunnpori|nupasonol4,3-blnupuanH-7-aMuHa,

130b: (§)-5-(2-3rokcu-3-nupunni)-N-(1H-umunazon-4-uwimernn)-3-metui-1-[ 1-
Metuinponui Jnupasono[4,3-b | nupunnH-7-amuHa,

131a: (R)-5-(2-3tokcu-3-nupuann)-3-metui-1-[ 1-merunnponun|-N-[(5-meTun-1H-
nupasosi-3-uwi)MeTui|nupaszonol4,3-b nupuanH-7-aMuHa;

131b: (S)-5-(2-aToKcu-3-mpunnn)-3-metui-1-[ 1-merunnponun|-N-[(S-merun-1H-
nUpason-3-wi)MeTui|nupasono[4,3-b Jnupunun-7-amuHa,

132a:  (R)-5-(2-3T0KCH-3-upuaun)-3-metui-N-[(1-meTunumunazon-4-mwi)merun]-1-
[1-merunnponui]|mupasonol4,3-b]nupuanH-7-aMuHa,

132b:  (S)-5-(2-sTOKCH-3-nupuann)-3-metun-N-[(1-mMeTunumuiazon-4-ui)merun]-1-
[1-merunnponui]mupasosnol4,3-b]nupuanH-7-aMuHa,

133a:  (R)-5-(2-3Tokcu-3-mupuann)-3-metia-N-[(2-merunokcazon-5-um)merun]-1-[ 1-
MeTunpormni|nupasonol4,3-blnupuanH-7-aMuHa,

133b:  (S)-5-(2-3ToKCcH-3-nupuann)-3-meTui-N-[(2-meTunokcason-5-un)meri]-1-[ 1-

MeTunnpormi|nupasosno[4,3-bnupuanH-7-aMuHa,
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134a: (R)-3-merun-1-[1-merunnponun]-N-[(1-merun-1,2,4-tpuason-3-un)merni|-5-
(2-nponokcu-3-mupuamn)nupasono[4,3-b JnupuniH-7-aMuHa,

134b: (§)-3-metun-1-[ 1-metunnpomnun]-N-[(1-metun-1,2,4-Tprazon-3-ui)mMerui)-5-
(2-nponokcu-3-mupunwn)nupasono|4,3-b lnupunun-7-amuHa,

135a:  (R)-3-metun-1-[ 1-merusnpomnun]-5-(2-nponokcu-3-nmupunun)-N-(1 H-nupazon-
3-unmerwn)nupaszono[4,3-b| mupunnuH-7-aMHHa,

135b:  (§)-3-metun-1-[1-merunnponui|-5-(2-nponokcu-3-nupuann)-N-(1H-niupazosn-
3-unmermn)nupasono[4,3-b]mupuniH-7-amuHa,

136:  (R)-5-(2-3Tokcu-3-nupunun)-1-[ 1-merunnponun|-N-(1 H-nupaszon-3-
unmerun)nupasono[4,3-b | nupunun-7-aMmuHa WIn (S)-5-(2-aTokeu-3-upuami)-1-[1-
mernponui]-N-(1H-nupazon-3-unmernn)nupasono[4,3-b]mupuanH-7-aMiHa,

137:  (R)-5-(2-3Tokcu-3-nupunun)-1-[ 1-merunnpomnun]-N-(1 H-nupaszon-3-
wnmernn)nupasonol4,3-blnupuaun-7-amuna 17001 (S)-5-(2-aTokcu-3-mupuami)-1-[1-
mermnponui]-N-(1H-nupazon-3-unmernn)nupasono[4,3-b]mupuanH-7-aMiHa,

138:  (R)-5-(2-3Tokcu-3-nupunun)-N-[(5-metun-1,3,4-okcannazon-2-un)merii]-1-

[ 1-merunnponui|nupasono[4,3-b|nupuaun-7-amuna wiu (S)-5-(2-srokcu-3-upuami)-N-[(5-
metii-1,3,4-okcanuason-2-un)merun|-1-[ 1 -mermnponunnupasono[4,3-b Jnupunus-7-
aMuHa,

139:  (R)-5-(2-sTokcu-3-nupuann)-N-[(S-metun-1,3,4-oxkcanuason-2-un)merun|-1-
[1-meTunnpomnun]mupasono[4,3-bnupuaus-7-amuna uin (S)-5-(2-3Tokcu-3-nupummn)-N-[(5-
merui-1,3,4-okcanuazon-2-win)meruil-1-[ 1 -merunnponui |nupasono[4,3-b |nupunun-7-
aMHHa,

140:  (R)-5-(2-3tokcu-3-mupunun)-1-[ 1-merunnponui]-N-[(1-meTun-1,2,4-Tpuason-
3-unm)merwn|nupasono[4,3-bnupuaun-7-amuaa  wik  (S)-5-(2-3Tokcu-3-mupummi)-1-[ 1-
merinponui]-N-[(1-meruin-1,2,4-tpuaszon-3-un)merun | miupasonol4,3-b Jnupunun-7-aMuHa,

141:  (R)-5-(2-3tokcu-3-mupunnn)-1-[ 1-merunnponui]-N-[(1-meTun-1,2,4-Tpuason-
3-un)merwn|nupasonol4,3-bnupuaun-7-amuna  win  (S)-5-(2-aTokcu-3-nupummi)-1-[ 1-
meruanponuin]-N-[(1-merun-1,2,4-tpuazon-3-un)mernn | nupasono[ 4,3 -blnupuaus-7-amMuHa,;

142:  1-uzompomnmi-3-metun-N-[(1-meTunumunazon-4-uin)Merui]-5-(2-npornoKcH-3-
nupunuin)nupasono4,3-bnupunun-7-amuHa,

143:  1-nsonponui-3-MeTHi-5-(2-nponoxcu-3-mupumin)-N-(1 H-nupason-3-

wimerwi)nupaszono[4,3-bmupunun-7-amMmuHa;
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144a: (R)-5-(2-s>Tokcu-3-nupuaun)-3-merui-1-[ 1-merunnponun|-N-(14-1,2,4-
TpHa30J-3-HWIMeTHI)Inpa3oso[4,3-b Jnupunun-7-amuHa;

144b:  (8)-5-(2-3T0KCH-3-TTUpHAIT)-3-MeTHI- 1 -[ 1-mMeTunnpornun]-N-(1H-1,2,4-
TpHa30J-3-HuiIMeTHI)npa3oio[4,3-b Jnupunun-7-amuHa;

145:  1-mzomponmin-3-mermn-N-[(1-merun-1,2,4-rpuason-3-uin)merui]-5-(2-
MPOIOKCH-3 -IIUPUANINI ) THpa3oio[4,3-b | nupuaiH-7-aM1uHa,

146:  1-m3ompommi-3-meTui-5-(2-nponokcu-3-nupuamn)-N-(1H-1,2 4-tpuason-3-
WIMETHI)THpa3ono4,3-bnupuanH-7-aMuHa,

147:  1-uzomponmin-3-mermn-N-[( 1-meTunnupaszon-4-ua)MeTui|-5-Truazon-2-
unnupasonol4,3-blnupuanH-7-aMuHa,

148:  1-mzompommi-3-metwi-N-[(1-meTunnupason-4-un)MeTi|-5-(5-MeTUNTHa30-
2-unm)nupasono[4,3-bnupuarH-7-aMuHa,

149:  1-mzompommi-3-metwi-N-[(1-meTHanupason-4-un)MeTi|-5-(4-MeTunTHas3o-
2-unm)nupasono[4,3-bnupuanH-7-aMuHa,

150:  3-[1-u3onponmi-3-metui-7-[(1-meTunmupason-4-
HJT)METUIAMHHO | upas3ono[4,3-b [ mupuauH-5-1i]-5-MeTHI0KCa30UANH-2-0Ha,

151 3-[1-u3onpomnmi-3-metui-7-[(1-meTunmupason-4-
HJT)METHIAMHHO | Hpas3ono[4,3-b [ mupuauH-5- 11 JoKCa30IHH-2-0Ha,

152:  1-[1-m3ompomnun-3-merun-7-[(1-mermmnupason-4-
WJT)METUIAMHHO | upaszono[4,3-b [ mupuauH-5-1i Ja3eTuAnH-2-0Ha,

153:  1-tper-OyTtun-3-[1-u3onponun-3-metun-7-[(1-MeTunmupason-4-
HJT)METHIAMHHO |Hpazono[4,3 -5 mupuarH-5- 11 |UMHIa30I U THH-2-0Ha,

154.  1-[1-m3onponmn-3-merun-7-[(1-mermnnupason-4-
WIT)METUIAMUHO | Hpa3oinof4,3 -5 uupuauH-5-1i1 | TP PO IMH-2-0Ha,

155.  3-[1-m3ompomnun-3-merun-7-[(1-mermnupason-4-
WJT)METUIAMHHO | Hpaszono[4,3-b mupuauH-5-ui]-4-MeTHIOKCa30UANH-2-0Ha,

156:  4-sTun-3-[1-usonponun-3-merun-7-[(1-merunnupazon-4-
WI)MeTUIaMHUHO [upa3oiof4,3-b \nupuaun-5-mn|okca3onuann-2-oHa;

157 N-[[5-(2-3TOKCH-3-nUpHANIN)- 1 -U30NPOTIHNI-3 -MeTUNIHpasonol 4,3 -b | mupunuH-
7-un|MeTun|-5-MeTOKCUTTUPHANH-3-aMIHA,

158:  N-[[5-(2-3TOoKcu-3-nupuann)- 1 -u3onponui-3-meruinupasono[4,3-b nupuaus-

7-un]merun]-1-metun-1,2,4-tpuason-3-amuHa,
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159:  5-(2-sTOoKcu-3-mupunnn)-1-uzonponii-7-[ 2-(5-MeToKCH-3 -MUp AT )3 T |- 3-
MeTHInHpasonol4,3-b]nupununa;

160:  5-(2-sToKcu-3-nupunun)-1-n3onpommi-3-mMeTun-7-[2-(1-metun-1,2 4-rpuason-
3-un)sTri|mupasosol4,3-b|nupunusa,

161:  5-(2-sToKCcH-3-nupuaun)-1-usonponun-3-metun-N-[(2-merun-1,2,4-tpuason-
3-un)meTui|nupaszono[4,3-b ] nupuauH-7-aMuHa,

162:  5-(2-sTokcu-3-mupunui)- 1 -usonpomnui-3-metun-N-[ (4-merun-1,2,4-Tpuason-
3-un)meTui|nupaszono[4,3-bnupuauH-7-aMUHa,

163:  5-(2-sTokcu-3-mupuaun)-3-meTua-N-[(1-metun-1,2,4-rpuazon-3-mn)meti]-1-
(okceraH-3-un)nupasosno[4,3-b [nupuanH-7-aMUHa,

164:  5-(2-3TOoKcH-3-mmpunun)-1-n3zonponui-3-mMetun-7-[(1-MeTunmupason-4-
wn)Metuncynbdanm|nupasono[4,3-bnupunusa,

165.  N-[[1-(mudropmermn)mupa3on-4-ui|merii]-5-(2-3Tokcu-3 -mupunn)-1-
U30MPONWI-3-Merminupaszono[4,3-b\nupuaus-7-amuHa,

166:  5-(2-3Tokcu-3-nupunun)-N-[[5-(dTopmeTnn)usokcazon-3-mwi|merui]-1-
U30MpPONUI-3-MeTminupaszono[4,3-bnupuaun-7-amuHa,

167:  5-(2-sTokcu-3-mupuaun)-N-[[3-(bTopmMeTrn)u3okca3on-S-mwi|merui]-1-
H30MPONUI-3-MeTHINHPa3ono[4,3 -b | nupuauH-7-aMHHa,

168:  1-uzonponui-3-metun-N-[(1-MeTunmupason-4-un)MeTui|-5-okcazon-2-
unnupasono[4,3-b|nupuaiH-7-aMuHa,

169:  1-usompomnmi-3-metun-N-[(1-metmnnupason-4-ua)merun]-5-(3-MeTunaTpuason-
4-un)nupazono[4,3-bnupunrH-7-aMHuHa,

170:  1-usonponmi-5-(2-MeTokcu-3-mupuaunn)-3-metuwi-N-[[2-(tpudropmerni)-3-
nupuau|MeTHI | nupasono[4,3-b]nupuaun-7-aMuHa;

171:  3-[1-uzonponui-7-[(2-MeTOKCH-3-TUPUANIT)METHIIAMUHO | -3 -
Mmetunupasono[4,3-bluupuaun-5-unl- | H-nupunuH-2-oHa,

172:  5-(2-3TOKCcH-3-mupuaun)- 1 -u3onponun-N-[(3-Me TOKCH-4-TTUPUAUT)METHI | -3 -
Mmerminupasonol4,3-bnupuaun-7-aMuHa,

173:  1-usonponui-5-(2-MeTokcu-3-nupuann)-3-mMetun-N-[ (2-metuntuason-5-
Wi)MeTHI | nupa3onol4,3-b | nupunun-7-aMuHa;

174:  5-(2-IUKIOIPONOKCUIUPUANH-3-1)- 1 -u3onponui-N-((2-Me TOKCHITUPHANH-3 -

UI)MeTHI )-3-MeTHI- | H-niupazono[4,3-b|nupuaH-7-aMiHa,
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175:  1-uzonponuin-N-((2-MeTOKCUNUPUIUH-3-UIT)METHI)-3-MeThi-5-( 1 -meTun-14-
nupason-5-ui)-1 H-nupaszono[4,3-b]mupuanH-7-aMiHa,

176:  5-(2-aTokcu-3-nupuani)-1-usonpomnia-N-[(5-MeTokcumupruMuInH-2-
un)merui]-3-merunnupasono[4,3-b nupunun-7-amuHa;

177.  3-[1l-monpommi-3-metun-7-[(1-merunnupason-4-
WJ)MEeTUIaMHHO [nupaszono[4,3-bnupuann-5-uil- 1 H-nupuarH-2-oHa,

178:  N-[[2-(mudropmerin)-3-nupuaii | MeTun |-5-(2-3Tokcu-3 -mupuam)- 1 -
H30TPONIII-3-MeTUIMHPa300[4,3-b | mupuIiH-7-aM1Ha,

179:  5-(2-3TokcH-3-nupum)- 1 -uzonponun-N-[(6-Me TOKCHITUPUMUANH-4-
un)merui]-3-metunnupaszono[4,3-b nupunun-7-amuHa;

180:  5-(2-(3rokcu-1,1-d2)mupunus-3-mn)-1-usonponun-N-((2-MeTOKCUNUPUIUH-3 -
wi)merui)-3-metun-1 H-nupasono[4,3-bnupuans-7-aMuna;

181:  5-(2-(3rokcu-ds)nupuaus-3-umn)-1-uzonponun-N-((2-MeTOKCUITUPUANH-3 -
Wn)MeTi)-3-MeTun- 1 H-nupasono[4,3-bnupunus-7-aMiHa,

182:  5-(2-(3rokcu-2,2,2-ds)nupunaun-3-un)- 1 -uzonponun-N-((2-MeToKkCUunupuauH-
3-mm)metnn)-3-metin- 1 H-nupasonol4,3-b | nupuaus-7-aMuHa,

183:  1-m3ompommn-N-((2-MeTOKCHITUPHANH-3-1IT)METHIT )-3 -MeTHI-5-(2-
(rpudropmerun)nupuann-3-un)- 1 H-nupasono[4,3-b | nupuanH-7-amMuHa;

184:  3-(audropmerin)-5-(2-3TOKCUTHPUANH-3-1)- 1 -u3onpormn-N-((1-merun-1H-
nupazon-4-un)merui)- | H-nupasono[4,3-b|nupuanH-7-aMuHa,

185:  1-uzonponui-3-merun-N-((1-merun-1H-nupazon-4-un)merun)-5-(1H-1,2,4-
Tpuazoin-1-wn)-1H-mpasono[4,3-blnupuans-7-amuHa;

186:  3-[1-uzonpomun-3-merin-7-[(1-merui-1,2,4-tprazon-3-
WI)METHIaMUHO | nupa3onol4,3-b|mupuaus-S-un |- 1 H-nupuans-2-oxa,

187:  3-[1l-m3ompommi-3-Metuin-7-(1 H-nmupa3on-3-miMeTHIaMuHO )upa3ono 4,3-
blrupunuH-5-ui]-1 H-nmupuann-2-oHa;

188:  5-[2-(zudropmerokcu)-3-nupuann]-1-usonponun-N-[(2-merokcu-3-
THPUANI)METII]-3-MeTUIIHIpa3ono[4,3-b |IupuauH-7-aMHHa,

189:  5-(2-aTokcu-3-nupuani)-1-usonpornia-N-[(4-MeTOKCUITUPHUMUAHH-2-
WI)METW|-3-MeTHIIHPa30io[4,3-b| mupuarH-7-aMUHa;

190:  5-(2-3Toxcu-3-nupunuin)-1-uzonponun-N-[(4-MeTOKCUMUPUMUANH-S5-

WI)MeTH]-3-MeTrnnupasono[4,3-b | mupunin-7-aMuHa,
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191:  5-(2-3rokcu-3-nupuann)-N-[(2-3ToKCH-3-MTUPHANIT)METHI |- | -H30nponnI-3-
Mmerunnupasono[4,3-bnupuann-7-aMuHa,;

192:  5-[2-(mumeTnnamuHo)-3-nupuann|-1-usonponun-N-[(4-
MeTOKCH(EHUIT)MEeTII ] -3-Me TN pa30io[4,3-b | nupuanH-7-aMHiHa,

193:  3-[1-mzonpomun-3-merun-7-[[2-(TpudpTopmerni)-3-
MHPUANIMETHIAMHHO |Hpa3oso[4,3-b]mupunus-5-ui]- 1 H-nupuaiH-2-oHa,

194:  1-m3onponun-3-metun-S-(3-metunuzokcazon-4-mn)-N-[(1-meTunnupason-4-
WI)MeTHI | rpasonol4,3-bnupuauH-7-aMiHa,

195:  1-m3omponun-3-merun-S-(1-metun-14-1,2 4-rpuazon-5-nn)-N-((1-merun-1H-
nupas3os-4-mn)metui)- 1 H-nupasono[4,3-b | mupunun-7-amMmuHa;

196:  1-msonponun-3-metii-5-(2-nponokcu-3-mupuaun)-N-(14-nupason-4-
wiMerwn)upazono|4,3-b lnupunun-7-amuna;

197 5-(2-3tokcu-3-nupuann)-N-[(2-MeTOKCH-3-MUPUANI)METHI | -3 -MeTHII- 1 -
(okcetaH-3-nn)nupasono[4,3-bnupuanH-7-aMuHa,

198:  5-(2-(3tra(MeTna)aMUHO)IUPUANH-3-1)- | -u30nponun-N-(4-
MeTokcubeHsun)-3-meruin- 1 H-nupasono[4,3-bnupunun-7-amMuna;

199:  5-(2-srokcunupuaun-3-ui)-3-(propmern)- 1 -uzonpornuia-N-((1-mermn-1H-
nupason-4-uwnmerii)- | H-nupasonol[4,3-b ] mupuniH-7-aMuHa;

200:  1-uzonponui-3-metmn-N-((1-merun-1H-nupason-4-nn)merun)-5-(4-
METHJIOKCa301-5-11)- 1 H-nupasono[4,3-b | nupuaun-7-aMuHa,

201:  5-[2-(maumeTnnamuHO)-3-nupuaui]-1-usonponun-3-merun-N-[(1-
METHIITHPa30J-4-mi)meTwi [nupas3onol4,3-b | uupunun-7-aMmuna;

202:  1-nusonpomui-3-metun-N-((1-merun-1H-nupason-4-mwi)Meri)-5-(4-
MeTHIoKca3on-2-ui)- 1 H-iupasono[4,3-b | mupunnn-7-amuna,;

203:  1-usompommi-3-metun-N-[(1-metnnnupazon-4-un)merni]-5-(4-merui-1,2,4-
Tpuazon-3-un)nupasono[4,3-bnupuanH-7-aMuHa,

U (hapMareBTHYECKH IPHEMIIEMBIX COJIel IF0OOro U3 3TUX COCOUHEHHH.

E29. CoenuHenue B COOTBETCTBUH C BAPHAHTOM OCYILECTBIEHHA |, Te cOeanHEeHne
BBIOPAHO M3 TPYIIIBL, COCTOSIIEH 13!
6: 5-(2-sToKcu-3-mupunui)- 1 -usonponmn-3-metun-N-[ (1-metunrpuason-4-

win)metii|nupa3onol4,3-bnupunun-7-aMuHa;
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T 5-(2-3TOKCU-3-mupuann)-1-u3onpomui-3-meTui-N-(1 H-nupaszon-4-
unmMerwn)nupasono[4,3-blnupuanH-7-aMuHa,

21: 5-(2-sTOKCU-3-HpuAnN)-1-m3onpommui-N-[(1-MeTumumMuaazon-4-
WN)MeTHN |mpasonol4,3-b | mupuauH-7-aMiHa,

29: 5-(2-sTOKCU-3-HpUANN)-1-H30mpomiI-3 -MeTHI-N-[ (4-MeTUNTHA30JI-2-
WN)MeTHN mpasonol4,3 -5 | mupuauH-7-aMiHa,

32: 5-(2-3ToKcu-3-nupuani)- 1 -uzonponui-3-merun-N-[(2-meTunTHazon-5-
WI)MeTHI | upa3oof4,3-bnupuaun-7-aMiHa,

39: 5-(2-3ToKcu-3-nupuani)- 1 -uzonponui-3-merun-N-(1 H-nupazo-3-
WIMETH)Hpa3ono[4,3-b | nupuanH-7-aMuHa,

47: 5-(2-3ToKcunupuaut-3-un)- 1 -uzonponun-3-metui-N-((5-metwn- 1 H-nupazon-
3-un)merun)-1H-nupasono[4,3-b]nupunun-7-amMuHa,

50: 5-(2-3ToKCUnUpUANH-3-11)- | -u30nponun-3-metui-N-((4-MeTunokcason-2-
un)merun)- 1 H-nupasono[4,3-b]nupunun-7-aMuHa;

56: 5-(2-3ToKCu-3-mupuann)-1-uzonpommi-N-[(1-merun-1,2,4-tpuazon-3-
Wn)MeTu|upasonol4,3-b | nupunuH-7-aMiuHa,

57: 5-(2-3TOKCu-3-mupuann)-1-uzonpomui-N-(1 H-nupazon-3-
unMetui)nupasono[4,3-b lnupuanH-7-aMuHa,

67a:  (R)-5-(2-sTOKCH-3-mupuani)-3-MeTui-1-[ 1-merunmpormn]-N-[(1-
METHIIITHPA30J1-3 -1 )MeTrI [nupaszono[4,3-b |nupuanH-7-aMuHa,

67b:  (S)-5-(2-3TOKCH-3-MpUANN)-3-MeTun- 1 -[ 1-MeTmmmponmn]-N-[(1-
METHJITHPA30J1-3 -1 )MeTr [nupaszono[4,3-b lnupuanH-7-amuHa,

77: 5-(2-3Tokcu-3-nupuani)- 1 -uzonponui-3-merun-N-[[ 2-(tpudTopmeTiun)-3-
MHPUINN |MeTHI | Tupa3ono[4,3-b ] nupuaiH-7-aMHHa,

82: 5-(2-3Tokcu-3-nupuani)- 1 -uzonponui-N-[ (6-MeTOKCHIUpa3uH-2- T )METHII |-
3-metunnupaszosio[4,3-bnupuanH-7-aMuHa,

85: 5-(2-3ToKcu-3-mupuamn)-N-[(2-prop-3-nupuaun)meTi]- 1 -uzonpornui-3-
MeETUIITHPa30J0[4,3-bJnupuauH-7-aMHHA,

86: 5-(2-3Tokcu-3-nmupuani)- 1 -uzonponui-N-[ (2-MeTOKCH-3 -TUPU I )METHII -3 -
MeTmupasonol4,3-bnupunuH-7-aMruHa,

88: 5-(2-3TOKCU-3-HpUANN)-1-u30npom-N-[(2-MeTokcud e )MeTmn | -3 -

MeTumupasonol4,3-bnupunuH-7-aMuHa,
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89: 5-(2-3tokcu-3-nupuaun)-N-[(2-propdenunn)merni]-1-usonponuni-3-
MeTHHpasono[4,3-b \nupuanH-7-aMruHa,

90: 5-(2-sTOKCU-3-TIMpuawI)-1-n3onponmn-3-meTmi-N-[[ 2-
(Tpudropmermn)perun |meTui|mupaszono[4,3-b \nupuanH-7-aMruHa;

92: 5-(2-3Tokcu-3-nupuann)- 1 -usonponui-N-[(4-MeTOKCH-3 -TUP U )METHI -3 -
Mmerunupasono[4,3-bnupuanH-7-aMuHa;

94: 1-uzomnponun-3-metun-N-[(1-mMeTunnupaszos-4-un)Meri |-5-(2-npornokcu-3-
MUPUANI)ITHPa3oio[4,3-b | mupuanH-7-aMuHa,

100:  5-(2-3TOKCcU-3-nupuaun)-1-uzonponui-3-metuia-N-(2-
MUPHUANIMETHI)INPa3ono[4,3-b JnupuauH-7-aMuHa;

101:  5-(2-sTOKCH-3-mHpUANN)-1-n30mponHI-3-MeTII-N-[ (6-MeTHI-2-
TUPUAWT)METU | TTHpa3oiio[4,3-b | TupHIHH-T7-aMHHa,

107:  5-(2-3TOKCH-3-nupuani)-1-u3onponun-3-metua-N-[[6-(TpudropmeTiu)-2-
nupuawi | Merui|nupasonol4,3-bnupuaun-7-aMuHa,

111:  5-(2-3TOKCH-3-nupuani)-1-usonponun-N-[(6-MeTOKCH-3-THPU AN )METHJI|-3-
MeTunnupasono[4,3-b \nupuanH-7-aMruHa,

113:  5-(2-aToKcu-3-mupuann)-3-MeTHI-N-[ (2-MeTHunTHa30-4-un)MeTui|- 1 -
(okceran-3-wn)mnupazono[4,3-bnupuanuH-7-aMuHa;

118:  5-(2-3TOKCH-3-nupuani)-1-uzonponmi-N-[(3-MeTOKCH-2-THPU NI )METHII|-3-
Mmerunnupasono[4,3-bnupuans-7-aMuHa;

119:  (R)-5-(2-3TOKCH-3-mmHpuAmN)-3-MeTii-1-[ 1 -meTunnpomnmt]-N-(1 H-nupazon-3-
WIMeTUN)Uupa3odol4,3-bnupunun-7-amuna unu (S)-5-(2-3rokcu-3-nupuann)-3-merun-1-[1-
merunnponu|-N-(1H-nmupazos-3-unmerui)nupaszono[4,3-b JnupuanH-7-aMuHa;

120:  (R)-5-(2-3TOKCH-3-mtHpuAnN)-3-MeTii-1-[ 1 -metunnpomnmn]-N-(1 H-nupazon-3-
WIMeTUN)upa3odol4,3-bnupunun-7-amuna unu (S)-5-(2-3rokcu-3-nupuann)-3-merun-1-[1-
merunnponun|-N-(1H-nupazon-3-unmeruin)nupasono[4,3-b Jnupuann-7-aMmuHa;

135a: (R)-3-meruin-1-[ 1-merunmpornii]-5-(2-nponokeu-3 -mupuaun)-N-( 1 H-nupason-
3-unMetun)nupasono[4,3-b]nupuaun-7-aMuHa,

135b:  (S)-3-merun-1-[1-merunnponuin]-5-(2-nponokcu-3-nupumun)-N-( 1H-nupaszos-

3-unmerun)nupaszonol4,3-bnupunus-7-amuHa;
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136:  (R)-5-(2-aToxcu-3-mupummn)-1-[ 1-merunnponun]-N-(1H-nupason-3-
WiIMeTH)nupazono[4,3-b JnupuanH-7-aMruHa WITH (S)-5-(2-3rokcu-3-mupuain)-1-[1-
merunnponui|-N-(1H-upazon-3-unvernn)nupaszono[4,3-b [ mupruans-7-amuna,

137 (R)-5-(2-3Toxcu-3-nupummi)-1-[ 1-mernnnponun]-N-(1H-nupason-3-
WiMeTH)nupazono[4,3-bnupuanH-7-aMruHa WITH (S)-5-(2-aTokcu-3-mupuain)-1-[ 1-
meruanponun|-N-(1H-nupazon-3-unmerun)nupasono[4,3-b Jnupunus-7-amMuHa,

137 (R)-5-(2-3Toxcu-3-nupunuin)-1-[ 1-mernnnponun]-N-(1H-nupason-3-
unMerun)nupasogol4,3-blnupuans-7-aMmuHa 130 031 (S)-5-(2-aTokeu-3-nupuaun)-1-[ 1-
merunponun|-N-(1H-nupazon-3-unmerun)nupasono[4,3-b Jnupunun-7-amMuHa,;

140:  (R)-5-(2-atokcu-3-mupuain)- 1-[ 1-merunnpornui]-N-[(1-metun-1,2,4-tprazon-
3-un)metwi|nupasono[4,3-b|nupuaun-7-amuna  wan  (S)-5-(2-aTokcu-3-upuami)-1-[1-
metmnponmi|-N-[ (1-merwi-1,2,4-Tpuason-3-mn)merti mpasono[4,3-b | nupuauH-7-aMuHa;

141:  (R)-5-(2-3tokcu-3-mupuain)- 1-[ 1-merunnponui]-N-[(1-metun-1,2,4-tprazo-
3-un)metui|nupaszono[4,3-b|nupuaun-7-amuna  wan  (S)-5-(2-aTokcu-3-mupuami)-1-[1-
merunponun-N-[(1-merun-1,2,4-Tpruaszon-3-ui)mMerun \nupasono[4,3-b lnupuanH-7-aMuHa,

180:  5-(2-(3tokcu-1,1-d2)nupunun-3-un)- 1 -usonponun-N-((2-MerokcunupuauH-3-
un)merun)-3-metui-1H-nupaszono[4,3-b Jnupuann-7-amuna,

181:  5-(2-(3rokcu-ds)mupunuH-3-mn)- 1 -uzonponui-N-((2-MeTOKCHNTHPUANH-3 -
nun)merun)-3-metui-1H-upasono[4,3-b Jnupunns-7-aMuHa;

182:  5-(2-(3Tokcu-2,2,2-d3)nupuaus-3-un)-1-usonponun-N-((2-MeTOKCHITUPUIUH-
3-mm)metnn)-3-metwit- | H-nmupasomno[4,3-b]mupunun-7-amuna,

191 5-(2-3roxcu-3-nupuaun)-N-[(2-3ToKcu-3-nupuaun)Merni|- 1 -uzonponuni-3-

Metuinupasono[4,3-b nupunun-7-aMiHa,

1 (papMaIleBTUICCKH MPUEMIIEMBIX COJICH JTF000TO M3 STUX COCAMHCHHUIA.

E30. CoenuHeHre B COOTBETCTBUY C JFOOBIM M3 BAPHAHTOB OCYIIeCTBICHUS 1-29, rie yka3aHHOE COC/IHHE-
HUe xapaktepusyercs 3HadeaneM 1Csy B orHomenuu PDE1A, PDE1B wim PDE1C, onpeneneHHbIM, Kak Onuca-
HO B pazmene "Ananm3 mHruOupoBanus PDEI1", cocrapmsionum 10 MKMONB/TT WM MEHbIE, HApUMEp 5
MKMOJIB/JT MJTH MEHbIIE, HanpuMep 4 MKMOJIB/JI WIIM MEHbIIE, HapuMep 3 MKMOJIB/JI WJIM MEHbIIE, HAIIpuMep 2
MKMOJIB/JT WM MEHBIIE, HarpuMep | MKMOJIb/J uiu MeHblne, Hanpumep 500 HM wunu mMeHbine, Hanpumep 400
HM wnm menbine, Hanpumep 300 HM win Menbine, Hanpumep 200 HM nnm Mmenbine, HanpuMep 100 HM wimm
MEHBIIIC.

E31. CoenuHeHme B COOTBETCTBUM C JIFOOBIM M3 BAPHAHTOB OCYIICCTBICHUS 1-29 1 IpUMCHEHUS B Tepa-
U H.

E32. CoenuHeHrE B COOTBETCTBUU C IIOOBIM U3 BAPUAHTOB OCYILIECTBICHUS 1-29 I MpUMEHCHHS B Kaue-
CTBE JICKAPCTBCHHOTO IIperapara.

E33. dapmarieBTHUCCKasT KOMIIO3HIUS, COJCpxkKaIas TepaneBTHdecku 3 (GeKTHBHOE KOTUYECTBO COCIU-
HEHUS 10 JTI00OMY M3 BapHAHTOB OCYIIECTBICHUS 1-29 M 0JTHO MIIM HECKOJIBKO M3 (papManeBTUICCKH MPHEeMIIe-
MBIX HOCHUTEIEH, pa30aBUTeNeii 1 BCIOMOTATEIHHBIX BEIIECTB.

E34. CoeauHeHre B COOTBETCTBUH C JIOOBIM M3 BApUAHTOB OCYIIECTBICHUS 1-29 misi mnpuMeHEHUs B Jieue-
HUU HEHpPOJETEHEPAaTHBHOTO PAacCTPOMCTBA, BHIOPAHHOTO W3 TPYIMIBI, COCTOSIICH M3 00Je3HH Aublreiimepa,
6one3nn [lapkuHcona u Gose3Hu ['@HTHHITOHA, WM VIS JICYCHHS NCHXUYECKOTO PAacCTPOICTBA, TAaKOTO Kak
cuHApOoM NedunuTa BHUMaHus/TunepaktuBHOoCcTH (ADHD), nenpeccus, TpeBOKHOE COCTOSIHUE, HAPKOJICTICHS,
HapYIICHHE KOTHUTUBHBIX (DYHKIUH U HApYIICHHEe KOTHUTUBHBIX ()YHKIIMH, aCCOIMUPOBAHHOE ¢ MU30(peHuei
(CIAS), unu npyroro 3a00JeBaHUS TOJIOBHOTO MO3Ta, TOJOOHOTO CHHAPOMY OECIIOKOMHBIX HOT.

E35. Crioco6 nedenust HefpoaereHepaTHBHOTO PaccTpoiicTBa, BEIOPaHHOTO M3 TPYIIIBI, COCTOSIIIEH n3 6o-
ne3Hu AnprreiiMepa, 6one3nn [lapkuHcoHa u Oone3HU ['@HTUHITOHA, WU JICYCHHS TICUXHYCCKOTO PacCTpOii-
CTBa, TAKOT'O KaK CHHIPOM Nedunnta BHUMaHus/runepaktuBHOCTH (ADHD), nenpeccusi, TpeBOKHOE COCTOSTHHE,
HApKOJICTICHSI, HAPYIICHHE KOTHUTUBHBIX (YHKIHMH M HapyIICHHE KOTHUTUBHBIX (DYHKIIHHA, aCCONMUPOBAHHOE C
mm3odpenneit (CIAS), wmm apyroro 3a00yieBaHHS TOJIOBHOTO MO3Ta, TIOJOOHOTO CHHAPOMY OECITOKOMHBIX HOT,
TIPH ATOM CIIOCO0 MpeTycMaTpUBAeT BBEACHHE TEPANeBTHUCCKH 3((HEKTUBHOTO KOJIUYECTBA COCIUHEHHS B CO-
OTBETCTBHH C JIFOOBIM M3 BAPHAHTOB OCYIIECTBICHUS 1-29 manmeHTy, Hy)KJaroImeMycs B 3TOM.

E36. IlpuMeHeHne COeUHEHHSI B COOTBETCTBHH C JIFOOBIM M3 BapHAaHTOB OCYIIECTBICHUS 1-29 mist m3ro-
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TOBJICHUSI JIEKAPCTBEHHOTO CPEACTBA ISl JICUEHHS] HEHPOAEreHepaTHBHOTO PacCTPONCTBA, BBIOPAHHOTO U3 IPyII-
I, COCTOAMICH U3 Oone3Hu AnbireiiMepa, Oone3nu [lapkuHcoHa M O0Je3HM ['@HTHHITOHA, WM ISl JICYCHUS
TICUXWYECKOTO PAcCTPOMCTBA, TAKOTO KaK CHHAPOM IeduiuTa BHUMaHUs/runepaktuBHOCTH (ADHD), nenpec-
CHsI, TPEBOXKHOE COCTOSIHHE, HApKOJICTICHs, HapyIIeHWe KOTHUTHUBHBIX (PYHKIIMH W HapymieHHe KOTHUTHBHBIX
¢dbynkui, acconunpoBannoe ¢ mu3odppenneii (CIAS), wim apyroro 3a0ojaeBaHUs TOJOBHOT'O MO3Ta, MOI0OHOTO
CHUHIIPOMY OECITOKOWHBIX HOT.

Bce ccpuikm, BKITIOYas IMyOJIMKaIMK, TTATEHTHBIC 3asBKH M MAaTEHTHI, IUTUPYEMbIe B TaHHOM JOKYMEHTE,
BKITIOYEHBI B JAHHBIA JOKYMEHT IIOCPEACTBOM CCBIIKH BO BCEH CBOEH TOHOTE U B TOM e CTETIeHH, KaK eCIH OBl
OBLIO YKa3aHO, YTO KaXKIasl CChUIKA WHAWBHUIYATBHO H KOHKPETHO BKIIFOUCHA IMIOCPEACTBOM CCHUIKHU M MPUBEICHA
BO Bcell CBOEH MOMTHOTE (B MAKCUMAIBHOM CTENCHHU, TOTYCKACMOM 3aKOHOM).

3aroJIOBKH U IMOJ3aT0JIOBKH MPUMCHSIOTCS B JAHHOM JOKYMEHTE MCKIFOUUTEIBHO sl yIOOCTBa, M UX HE
CJIe/yeT pacCMaTpHUBaTh KaKk OrpaHUYMBAIOLIIE HACTOsIIEe N300peTeHHEe KaKUM-ITH00 00pa3oMm.

Hcnonp3oBaHre BCEBO3MOXKHBIX NMPUMEPOB WIIM TUIMYHOM (pasbl (B ToM uucie "rak, Hampumep', "Ha-
npumep", "k mpuMepy" K "Kak TakoBOH'") B JaHHOM ONUCAHHUU MPEIHA3HAYEHO HCKIIOYUTEIBHO AJS JIy4IIero
OCBEIICHHUS HACTOSIIETO H300pETeHNUS U HE ABJSIETCS OrpaHMUeHHEM 00bheMa HACTOSIIETO H300PETeHHUs, €CIIN He
yKa3aHO WHOE.

HutupoBaHue U BKIIOYCHHUE MATCHTHBIX JOKYMEHTOB B MaHHBIM JTOKYMEHT CIYXXHT WCKIIOYUTENIBHO IS
yaoOCTBa M HE OTpakaeT KaKyro-IMOO OIEHKY JAEHCTBUTEIHLHOCTH, MATCHTOCTIOCOOHOCTH W/WIIH FOPUIUICCKON
CHJIBI TAKUX MATEHTHBIX JOKYMEHTOB.

Hacrosmiee m3o0peTeHne BKIIIOYaeT Bce MOIM(PHUKAINN M SKBUBAICHTH O0BEKTa, M3JI0KEHHOTO B IIPHIJIa-
raeMoii K JaHHOMY JIOKYMEHTY (popMyJie H300pETEeHUsI COTTIaCHO AEHCTBYIONIEMY 3aKOHOIATEIbCTRY.

CoennHeHus1 MO HACTOSAIEMY H300peTEHHIO
Tabiumna 1
CoenuHeHus 110 HACTOSIIEMY U300PETEHHIO
PDEIA, | PDEIB,

PDE1C, ICso

Hpumep Coeaunenne ICso ICso (M)
M

(M) (M)

5-(2-3Toxcu-3-nupuann)- 1-usonpornun-3-
1 metun-N-[(5-merun-1,3,4-okcannason-2- 18 1,6 40

win)merun]nupazono[4,3-b]nupuann-7-amun

5-(2-3TOKCH-3-IUpU/HI)- 1 -130mpoImn-3-
2 MeTHn-N-[(5-metuntrason-2- 0,46 0,071 4,9

un)Merun]nupasonol4,3-b]nupunun-7-aMmun

5-(2-3TOKCH-3-MUpHHI)- 1 -u30mpoTHII-3-

w

MeTmi-N-[(5-MeTunusokcason-3- 0,8 0,11

w

un)Merui|nupasono[4,3-bnupunus-7-aMuH

5-(2-3Toxcu-3-nupuann)- 1-usonpornun-3-
4 MeTI-V-[(2-MeTHIoKcason-5- 8,6 0,86 19

unMetHi|nupasono[4,3-b lnupuaus-7-aMuH

5-(2-sToKeu-3-nupuana)- 1-usonporun-3-
S MeTun-N-[(2-mMeTunTpuason-4- 11 1,8 28

un)Merun]nupasonol4,3-b]nupunun-7-amMmun

5-(2-sToKcu-3-nupuani)-1-usonpornun-3-
6 metnn-N-[(1-mernuntpuason-4- 4,8 0,22 5,6

un)Meri|nupasono[4,3-bnupunus-7-aMuH

5-(2-3Toxcu-3-nupuann)- 1-usonpornun-3-
7 merun-N-(1H-nupazon-4- 21 1,1 37

UIMeTII)IHpasono[4,3-bnupunnn-7-aMuH

5-(2-sToKeu-3-nupuana)- 1-usonporun-3-
8 merun-N-[(2-merunrerpason-5- 2,9 0,34 8,9

unMeti|nupasono[4,3-bnupuans-7-aMuH

5-(2-3TOKCHNMPUANH-3-11)- 1 -u30mpornmI-3-

metm-N-((1-merui- 1 -rmpason-4-

5 5

unmerun)- 1 H-nupasono[4,3-b]nupunun-7-

aAMHWH

-4]1 -
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10

5-(2-3Token-3-nupuann)-1-n3onponun-3-
metHn-N-[(3-MeTunuzokcason-5-

WI)METHI | nupa3osno[4,3-b] HpUANH-7-aMHH

41

0,47

14

11

5-(2-3Token-3-nupuann)-1-n3onponun-3-
MeTH-N-[(2-metnnTrason-4-

wmerui]nupasono[4,3-b]nupuann-7-amun

9,6

0,72

30

12

1-UHKITONIPONHII-5-(2-3TOKCH-3-THPHAIIT)-3-
metnn-N-[(1-meTnmupason-4-

wnMeTHI|nupasono[4,3-b] mHpuanH-7-aMHH

200

60

690

13

5-(2-sTokcu-3-mmpuani)-N-[(1-
MeTunnupason-4-unmerun]-1-

nponuanupasonol4,3-blnupuaun-7-amus

90

15

340

14

5-(2-sroxkcunupunuH-3-un)-N-((1-merun-1H-
nupason-4-uwn)mernn)- 1 -(okceras-3-un)-1H-

nupazono[4,3-blnupuaun-7-amun

300

5-(2-3ToKcunmupuAnH-3-1)- 1 -Merra-N-(1-(1-
merun-1H-nupazon-4-un)stun)-1H-
nupasono[4,3-b]nupunus-7-aMuH

(pariemMiecKkHit)

820

200

36%
MHTHOMpOBaHUE

mpu 10 mxkM

5-(2-3TOKCHMHUPUANH-3-1i)- | -MeTun-N-((1-
metii- 1 H-nupazon-4-unymernn)-1H-

nupasoino[4,3-hlnupunus-7-aMus

670

92

1800

17

5-(2-sroKeu-3-nupuaun)-1-uzonponun-N-[(1-
METHIIHIMH/IA307I-2-FT)MeTHI| IHpa3onol4,3-

blnupunun-7-amun

700

54

970

18

5-(2-3TOKCHNUPUAHH-3-11)- 1 -H30nponua-N-
((1-merun-1H-nupason-5S-un)merun)-14-

nupasono[4,3-b]nupuamun-7-amun

450

640

S5-(2-3TOKCHIUPHANH-3-11)- 1 -u30nponua-N-
((1-mertun-1H-nupason-3-un)merun)-1H-

nupasonol4,3-blnupunun-7-aMuH

66

150

20

5-(2-srokeu-3-nupuann)-1-uzonponun-N-
(Tnazon-2-unmerun)nupasonol4,3-

bnupunun-7-aMuH

520

600

21

5-(2-sroxeu-3-nupuaun)-1-uzonponun-N-[(1-
METHITHMHAA301-4-T)MeTH | upa3ono[4,3-

bnupunun-7-aMuH

89

0,44

29

22

5-(2-sToKeu-3-nupuann)-1-uzonponun-N-(4-
MHPUINIMETII)IHpasonol4,3-b mupunun-7-

aMHUH

250

50

5-(2-aroken-3-nupunnn)-1-usonponuin-N-(m-
TONWIMETII)Ipa3ono[4,3-bJuupunns-7-

aMHuH

240

38

750

24

5-(2-3rokcu-3-nupugun)- 1 -uzonponun-N-(r-
TONMIMETII)IUpa3ono[4,3-bJnupunus-7-

aMHuH

380

160

1200

25

5-(2-aTokcu-3-nupuin)-1-msonponun-N-[(1-
METHIIIHPa30N-4-UI)MeTHII Jmupasoio[4,3-

b]nupuann-7-amun

56

4,6

150

26

5-(2-sToKCcu-3-nupuaun)-1-3tu-N-[(1-
METHIIINPa30N-4-UI)MeTHI [mupasono[4,3-

blnupunuu-7-aMus

140

22

440

27

5-(2-s3Tokcu-3-nupugnn)-3-metia-N-[(1-
MeTunupason-4-un)merin]-1-(okceran-3-

nmnupasonol4,3-bmupuans-7-aMiuH

94

6,6

170

-4 -
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28

5-(2-sTokcu-3-mupuan)-1,3-aumerr-N-[(1-
MeTHUITINPA30N-4-un)Metri]nupasono[4,3-

b]mupuanu-7-aMuH

w
3
o

85

1900

29

5-(2-3TOKCH-3-nIMpHAKT)- | -130MponHI-3-
MeTwi-N-[(4-MeTnuntnason-2-

HI)MeTHI |Hpasono[4,3-b ] nupuanH-7-aMuH

27

44

30

5-(2-3TOKCH-3-TIMpHANN)- 1 -H30nponm-3-
metun-N-[(3-mernin-1,2,4-okcanuazon-5-

un)merun]nupasonol4,3-bnupuann-7-amun

5-(2-sTOKCH-3-nUpuau)-1-u3zonponun-3-
metun-N-[(1-metun-1,2,4-tpuazon-3-

unm)meTnn | mupasono[4,3-bnupuana-7-aMuH

0,11

32

5-(2-3TOKCH-3-TIMPHUAIT)- | -M30MpOTTHI-3-
meTni-N-[(2-meTnntrnason-5-

wn)merun|nupaszono[4,3-bnupuann-7-amun

0,14

33

5-(2-3TOKCH-3-TIMpHANN)- 1 -H30nponu-3-
metnn-N-[(5-metnn-1,3,4-tnaguason-2-

HI)MeTHI |upasono[4,3-b ] nupuans-7-aMuH

0,41

5-(2-3TOKCH-3-TIMpHANIN)- 1 -H30mponmI-3-
merun-N-[(5-merun-3-
THeHun)MeTun|nupasono[4,3-blnupunun-7-

aMHuH

8,1

21

35

5-(2-3TOKCH-3-TIMPHUAIT)- | -M30MPOTTHII-3-
metii-N-[(4-merin-2-
TueHun)MeTH|nupasono[4,3-bnupuanns-7-

aMHH

73

5-(2-3TOKCH-3-MUPHUAIT)- 1 -130npOnII-3-
metun-N-[(5-merun-2-
THeHWT)MeTHI|nupasono[4,3-blnupunun-7-

aMuH

24

5.2

41

37

5-(2-3TOKCH-3-MMPHUAIT)- | -M30MpOTTHII-3-
meTri-N-[(2-mMeTnnokcason-4-

wnimerit]mpasono[4,3-b]nupuann-7-aMuH

0,43

5-(2-3TOKCH-3-MUPHUAIT)- | -M30MpOTTHII-3-
metun-N-[(5-meTunokcazon-2-

un)mertui]nupasono[4,3-b]nupunun-7-aMus

0,24

39

5-(2-sToKcu-3-nupuauin)-1-usonponu-3-
metnn-N-(1H-nmpason-3-

HIMeTHN)THpasono[4,3-bnupuanH-7-aMuH

40

5-(2-srokcn-3-mupunun)-N-(1 H-nmunason-4-
HIMeTHI)- | -H30mponH-3-

metuanupasono[4,3-blnupuanH-7-aMuu

41

N-6en3un-5-(2-3Tokeu-3-nupuann)-1-

usonponunnupaszonol4,3-bnupuamnn-7-aMun

500

45

500

42

5-(2-sTokeu-3-upuanin)- 1 -usonponun-N-[(3-
METHJIM30KCa30II-5-11)MeTu Jnupasonol4,3-

blnupunun-7-aMuH

82

5.8

180

43

5-(2-sToKeu-3-nupunun)-1-usonponun-N-[(5-
MeTnn-1,2,4-okcannason-3-

wunMetHi]mpasono[4,3-b]nupuans-7-aMuH

30

24

80

44

N-[(1,5-numerummpason-3-mn)MeTmn]-5-(2-
3TOKCHU-3-ITHPUI)-1-

uzonponunnupasonol4,3-bnupuamnn-7-aMun

1,4

70

-43 -
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45

3-(1-usonponun-3-merun-7-(((1-merun-14-
MHpPa3oI-4-1i)MeTH)aMuHo)-1H-
mupasono[4,3-b]nupunun-5-un)-1-

merunnupuana-2(1H)-on

0,62

46

5-(2-3TOKCHIIMPHANH-3-11)- | -M30mponuI-3-
metu-N-((2-merun-1 H-umunason-4-
um)merun)-1H-nmupasono[4,3-b]mupuans-7-

aMHuH

0,42

g

9,7

47

5-(2-3TOKCUNUPUANH-3-11)-1-H30nponun-3-
meTni-N-((5-merun- 1 H-timpason-3-
un)merun)-1H-nupazono[4,3-blnupunus-7-

aMHUH

1,6

0,069

48

5-(2-3ToKCHnMUpHANH-3-1)-1-5THA-3-MeTHII-
N-((1-metun-1H-nupason-4-un)mernn)- 1 H-

nipazosno[4,3-b]nupuaun-7-aMuH

170

49

3-(1-usonpormi-3-merun-7-(((1-merun-1H-
MHPa30I-4-UT)MeTHIT)aMIHO)- 1 H-
nupasonol4,3-b]nupuanun-5-un)-1-

metwnupuaus-2(1H)-on

170

20

420

50

5-(2-3TOKCUIUPUANH-3-11)-1-H30nponun-3-
meTi-N-((4-mernnokcason-2-nmmernn)-1H-
nupasono[4,3-blnupunus-7-amun-2,2,2-

Tpudropauerar

0,5

51

N-((1,2-pumerun-1 H-umunason-4-un)merun)-
5-(2-3TOKCHTTUPUANH-3-1)-1-H30mponmI-3-
mer-1 H-miupasono[4,3-b]nupuaus-7-aMuH-

2,2, 2-rpudropauerar

w
)

9,1

88

52

5-(2-3TOKCH-3-MHpUANI)- | -U30TpOTTHIT-3-
metun-N-[(5-merui-1,2,4-okcannason-3-

un)Metui]nupasonol4,3-b]nupuann-7-aMuH

1,9

0,17

44

53

5-(2-3Tokcu-3-nupuann)- 1 -usonporun-3-
metun-N-(1,2,4-okcanuazon-3-

WIMETHM)THPas3ono[4,3-bmipuanH-7-aMuH

0,89

>

54

N-[(1,5-nuMeTrnmpa3on-3-un)MeTi]-5-(2-
9TOKCU-3-nupuaun)-1-usonponuni-3-

MeTmnupasono[4,3-,]nupuaus-7-aMuH

3
vy

5-(2-aTOKCH-3-nupuauni)-1-usonponui-3-
metni-N-[(5-metnn-1H-1,2,4-tprason-3-

win)merun]nupasono[4,3-b]nupuans-7-amMun

0,51

56

5-(2-3TOKCH-3-mHpuANN)- 1 -u3sonpormr-N-[(1-
Metui-1,2,4-rpuazon-3-

un)meru]nupaszonol4,3-bnupuanun-7-amun

16

45

57

5-(2-3TOKCH-3-nUpuaN)- 1 -u3onponu-N-
(1H-nupason-3-unmerw)nupasono[4,3-

bnupuanH-7-aMuH

98

4.8

170

58

5-(2-3TOKCHIUPHANH-3-11)-1-H30mponu-3-
meT-N-((1-merun-1H-umnnason-4-
un)merin)-1H-nupasono[4,3-blnupunus-7-

amuH-2,2,2-tpuropauerar

1,1

0,17

2,1

5-(2-sTOKCU-3-nupuauni)-1-usonponui-3-
metnn-N-(1,3,4-okcanuason-2-

HIMETHI)ITHPas3oso[4,3-b ] mipuanH-7-aMuH

w
&

120

60

5-(2-3TOKCH-3-nupuaun)- 1 -usonponun-3-
meTu-N-[(1-meTunmupason-3-

un)Metu]nupaszonol4,3-bnupuanun-7-amun

6,5

-44 -
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61

5-(1,3-gumeTunnupason-4-un)-1-usonpommn-
3-meTun-N-[(1-merunnupason-4-

um)MeTHTmpa3onol4,3-h] mpuanH-7-aMuH

550

120

680

62

1-130npONHI-5-(2-METOKCH-3 -TUPHANI)-3-
meT-N-[(1-mMeTunmupason-4-

winmMetTui|nupasono4,3-b nupuans-7-aMuH

24

21

1-uzonpomnun-5-(2-merokcudeHmnn)-3-MeTi-
N-[(1-merunmupason-4-

un)MeTH|mpasonol4,3-h] mmpuans-7-aMuH

64

94

20

64

1-u3onponui-3-merui-N-[(1-meTuwinupason-
4-um)merun]-5-pennnnupasono[4,3-

blnupuanH-7-aMUH

52

12

47

1-uzonponun-3-mernn-N-[(1-mMeTinnupason-
4-um)meTmi]-5-(2-meTHn-3-

THeHW)upasono[4,3-bnupunnH-7-aMuH

79

1,2

66

5-(1,5-guMeTnmIpason-4-mi)- 1 -30mpornm-
3-meTin-N-[(1-merunnupasoin-4-

un)MeTH]nupasonol4,3-h] mpuann-7-amMun

210

59

220

67

5-(2-3TOKCH-3-TTHpUAMINT)-3-MeTHI-1-[ 1-
meTrmponi]-N-[(1-mMeTrnmupason-3-
uI)MeTHI] mupasono[4,3-bjmupunuH-7-aMuH,

SHAHTHOMED 2

9,6

g

27

68

3-mertun-1-[ 1 -mermnnponun]-N-[(2-
METHITETPA301-5-un)MeTu1)-5-(2-nponoxcu-
3-nupuaumnupasono[4,3-bmmpuaun-7-

amMKH, SHaHTHOMED 2

0,79

0,14

69

5-(2-3TOoKCH-3-mupHan)-1-[ 1-MeTHAIpOIII]-
N-[(1-mermnmupason-4-
ui)MeT]nupasonol4,3-bjoupunus-7-aMuH,

sHaHTHOMED |

14

40

70

5-(2-3Tokcn-3-nupunun)-1-[ 1-merunnponun]-
N-(1-meTunnupa3zon-4-
nmymeti]mupasono[4,3-bmupuanH-7-amuH,

3HAHTHOMeED 2

140

360

71

5-(2-3ToKCH-3-TpuamT)- 1 -n3onpormmn-N-[(4-
METHITHA30-5-UI)MeTHI | upa3ono[4,3-

blnupunuu-7-aMHH

170

180

72

S5-[[5-(2-aTOKCH-3-TIIpHAN)- ] -H30TIpONINI-3-
Merwmupasono[4,3-blnupunun-7-

MN]OKCUMETUI]-2-METUIIOKCa30/1

14

39

5-(2-3Tokcu-3-nupnann)- | -u3onpornma-3-
meTun-N-(nupumuans-4-

uameTun)nupasono[4,3-blnupuann-7-aMuH

81

140

74

5-(2-3TOKCH-3-MUPHANI)- | -H30TIPOTIHII-3-
MeTHI-N-(THPUMHAHH-2-

HIMeTHI)Hpasono[4,3-b]nupuaus-7-aMuH

2,1

8,1

75

5-(2-3TOKCH-3-MHpUANIT)- 1 -u30nponIII-3-
meTun-N-[(4-MeTunnupumunus-2-

unmerun]nupaszonol4,3-b nupuans-7-amus

9,9

w
<@

76

5-(2-3TOKCH-3-NTUPHNI)- | -H30TIPOTIHII-3-
MeTHI-N-(TInpasuH-2-uIMeTHI)upasono[4,3-

blnupuauu-7-aMHH

23

32

- 45 -
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71

5-(2-3TOKCH-3-nUpUAN)- 1 -u3onponui-3-
metui-N-[[2-(tpudropmerin)-3-
nMpuANT |MeTH]mpasonol4,3-b]mpuanH-7-

aMHuH

21

0,22

64

78

4-[[[5-(2-3TOKCH-3-TTHpUII)- | -U30MPOIIIT-3 -
Metunnupasono[4,3-blnupunun-7-

nnjamuuo]meTni]-1-MeTHANUPHANH-2-0H

27

32

44

79

5-(2~(3THIAMUHO)THPHAMH-3-111)- 1 -
usonponui-3-metun-N-((1-merun-1H-
nupason-4-wrmernn)- 1 H-nupasono[4,3-

b]nupunuH-7-amus

230

31

260

81

5-(2-3TOKCH-3-nupuaun)-1-usonpormun-N-[(4-
METOKCH-2-IIUPUANA)METHI]-3-

MeTHanmpasono[4,3-bnupuanH-7-aMiuH

0,26

82

5-(2-3TOKCH-3-nEpuan)- 1 -usonporun-N-[(6-
METOKCHITHPA3HH-2-MT)MeTI]-3-

MeTtunnupasono[4,3-,|nupunus-7-aMus

5-(2-sToKcu-3-mupuann)-N-[(5-
TOPIHPUMUANH-2-1T)METHI |- 1 -H30TPOTIHII-

3-merunnupasono[4,3-bnupugnH-7-aMuH

1,2

84

5-(2-3TOKCH-3-THPUANI)- | -H30IIPOTIHII-3-
metun-N-[(2-metun-3-
nupugun)meTun|nupasono[4,3-blnupuaun-7-

aMHH

B

23

5-(2-sTokeu-3-rmupuann)-N-[(2-grop-3-
TMUPUANT)METHI]- 1 -Hu30mporH-3-

MeTHnnpasono[4,3-b]nupuans-7-aMuH

84

0,22

27

86

5-(2-aTOKCH-3-TTHpUANN)- 1 -u3onporma-N-[(2-
METOKCH-3-[TUPUANI)METHI -3~

MeTHnupazono[4,3-blnupuauu-7-amun

20

0,36

68

87

5-(2-3TOKCH-3-MTHPUANI)- | -H30TIPOTIHII-3-
mernn-N-[(6-mernn-3-
MAPUANT)MeTHI]pasonol4,3-b]mpunus-7-

aMHuH

0,95

88

5-(2-3ToKeu-3-nupuann)-1-uzonporma-N-[(2-
merokcupernn)meri]-3-

mMeTuanupaszono[4,3-bnupuanH-7-aMuH

110

51

>

170

89

5-(2-aToxcH-3-mmupuann)-N-[(2-
dropbermm)merH]-1-u3onpormn-3-

Mertunupasono[4,3-,nupuaus-7-aMuH

61

90

5-(2-aTOKCH-3-nupuan)- 1 -usonponui-3-
metnn-N-[[2-
(tpudropmerun)denun]merun]|nupasono[4,3-

blnupuann-7-aMHH

270

640

91

5-(2-3TOKCH-3-nupunun)-1-usonpormmn-N-[(3-
METOKCHUMUPA3UH-2-UT)MeTI]-3-

merunnupasono[4,3-bnupuann-7-aMus

27

23

70

92

5-(2-3ToKeu-3-nupuann)- 1 -usonporma-N-[(4-
METOKCH-3 -ITUPHIHI)METHI -3~

merunnupaszono[4,3-bnupuaun-7-aMmun

47

2,7

110

93

1-usonpormun-3-merun-N-[(2-meTnnterpason-
S-un)mern]-5-(2-nponokcu-3-

nupuAnI)Hpasono[4,3-bnupuany-7-aMus

43

0,96

- 46 -
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94

1-uzonponun-3-merun-N-[(1-meTunnupason-
4-un)merun)-5-(2-nponokcu-3-

nupuau)nupasono[4,3-bnupuann-7-aMux

14

0,065

49

95

1-usonponu-5-(2-metoxcu-3-nupuaun)-N-
[(2-meToKcH-3-nupUIUIT)MeTII]-3-

Merunnupasono[4,3-blnupuanH-7-aMuH

4

6,4

28

96

1-uzonponui-5-(2-merokeu-3-nupunun)-N-
[(6-meroxen-3-nupugun)merun]-3-

MeTHnupasono[4,3-b]nupuanH-7-aMuH

3,8

97

5-(2-u30nponoKcu-3-nupuani)- 1-usonponun-
3-metun-N-[(1-meTunnupaszon-4-

HI)MeTHIT]upa3ono[4,3-5] nupuanH-7-aMuH

0,6

98

5-(2-3TOKCH-3-upuanI)- 1 -U30nponu-3-
metui-N-(1H-1,2,4-tpuason-3-

wimernt)nupasono[4,3-blnupunun-7-amMun

0,58

21

99

5-(2-3TOKCH-3-TTHpUANII)- | -H30IPOIHII-3-
MeTiI-N-(2H-Terpason-5-

unMetHi)nupasonol4,3-slnupunus-7-aMuH

100

5-(2-sTOKCU-3-nupunun)-1-u3onponun-3-
MeTII-N-(2-puannIMeTin)nrpasono(4,3-

blnupHaAnH-7-aMHH

21

101

5-(2-3TOKCH-3-nUpuau)-1-u3onponun-3-
wetm-N-[(6-mern-2-
MAPUAT)METHI | pasono[4,3-b|nupuaus-7-

aMHuH

20

0,9

102

5-(2-3ToKCH-3-mupuaun)-1-uzonponun-N-[(6-
METOKCH-2-TTHPHANT)METHI]-3-

MeTHInHpasono[4,3-b|mupHanH-7-aMiH

5-(2-sToKen-3-nupuaun)-1-usonpomnun-3-
metun-N-[(2-metun-4-
MAPHAHIT)METHIT | pasono[4,3-bmupunus-7-

aMHWuH

5.4

29

17

104

S-(2-sToKCH-3-mpuann)-1-usonporma-N-[(2-
METOKCH-4-TTHPH AT )METIIT|-3-

MeTunnupasono[4,3-blnupuaus-7-amus

2,2

0,16

6,3

105

5-(2-3TOKCH-3-nUpUANT)-1-u30nponu-3-
meTua-N-[(2-meTunnupumuaus-4-

un)merun]uoupasono[4,3-b]mupunus-7-aMuH

54

150

106

S-(2-sToKCH-3-mpuamnn)-1-usonporma-N-[(5-
METOKCH-3-TUPUIUIT)METI]-3-

MeTmmHpasono[4,3-bnupHanH-7-aMuH

2,1

0,45

39

107

5-(2-sToKCH-3-TIHpHANI)- | -H30MPOTTHII-3-
meTun-N-[[6-(Tpudropmerun)-2-
napuannmetitmpasono[4,3-blupunus-7-

aMHH

110

5,6

170

108

3-[[[5-(2-9TOoKCH-3-nupuaun)- 1 -u30nponun-3-
MeTuimpasono[4,3-bmupuauH-7-

WJT]aMUHO]MeTun]-1-MeTuInupuanH-2-0H

2,8

12

109

5-(2-sTokcu-3-mupuann)-N-[(1-sTrnnupason-
4-um)meti]-1-u3onponun-3-

MeTmmupasono[4,3-bnupHanH-7-aMuH

4,9

0,66

g

110

5-(2-3TOKCH-3-nUpUANT)- 1 -H30Mporu-3-
meTi-N-[(1-npormmnnupason-4-

ummern|nupasonol4,3-b]mupuaus-7-aMHH

11

1,1

B

8,5

-47 -
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111

5-(2-sTOKCH-3-nupuamn)-1-usonponun-N-[(6-
METOKCH-3-TIHPHAWIT)METH]-3-

MeTHInHpasono[4,3-bnupranH-7-aMiH

28

1,4

68

112

5-(2-3TOoKCcH-3-mupuam)-1-uzonponuin-N-[(5-
METOKCH-2-MUPHANT)METHIT]-3-

mMeTunmupasono[4,3-b nupuanH-7-aMuH

61

100

5-(2-sTOKCH-3-TIMpHANT)-3-MeTHn-N-[ (2-
METHITHA30-4-Him)MeTi |- 1-(okceTan-3-

un)nupasonol4,3-bnupuans-7-aMmux

110

130

114

5-(2-3TOoKeu-3-nupuann)-1-usonponun-N-[(5-
METOKCUNUPA3UH-2-11)MeTu]-3-

MeTHIHpasono[4,3-bmupHanH-7-aMiH

24

46

115

5-(2-3TOKCH-3-THPHUAII)- | -H30IPONHII-3-
MeTUN-N-(3-IIpuaIIMeTI)npasono[ 4,3 -

blnupHanH-7-aMUH

31

116

5-(2-3Toxcn-3-mupuann)-N-[(6-dprop-3-
TTHPHANIT)METHI]- | -U30TTPOTTHIT-3-

mMeTunmupasono[4,3-bnupuanH-7-aMuH

21

46

117

N-[[6-(mudropmernm)-3-mupumun]meTn]-5-
(2-3Tokeun-3-nupuauin)-1-uzonpornui-3-

meruinupasono[4,3-blnupuauu-7-amun

26

118

5-(2-sToken-3-nupuann)-1-uzonponun-N-[(3-
METOKCH-2-TIHPHAWIT)METHN]-3-

merunupasono[4,3-blnupuguu-7-amun

0,42

88

119

5-(2-sTOKCH-3-TIMpHANN)-3-MeTHII-1-[ 1-
mermnponui]-N-(1 H-nupason-3-
unMeTn)upasono[4,3-blnupunus-7-aMuH,

sHaHTHOMED |

0,56

5

29

120

5-(2-3TOKCH-3-nmpuain)-3-metun-1-[1-
metunponun]-N-(1H-nupaszon-3-
HIMeTHI)Hpaszonol4,3-bnupunus-7-aMuH,

SHaHTHOMED 2

4,6

7,6

121

5-(2-aToKCH-3-nupuaun)-3-merun-1-[1-
werunmporii]-N-[(1-metin-1,2,4-rprazon-3-
un)meTnn|nmupasono[4,3-b]mupuanH-7-amuH,

sHauTHOMeEp 1

0,47

122

5-(2-3TOKCH-3-nmpuam)-3-metrn-1-[1-
merunnponui]-N-[(1-metun-1,2,4-tpuason-3-
un)MeTu | nupasono[4,3-b]nupunuH-7-aMuH,

SHaHTHOMED 2

2,2

0,15

3,5

123

5-(2-sroxen-3-nupunun)-3-merun-N-[(5-
meTmi-1,3,4-okcanuason-2-unmeri]-1-[ 1-
mMetnnponin|mupasono[4,3-bmupuginH-7-

amMuH, S3HaHTHOMED |

130

124

5-(2-aT0KCH-3-TIIpHIII)-3-MeTH-N-[(5-
metu-1,3,4-okcaanazon-2-ummerun]-1-[1-
metuanponui]nupasono[4,3-blnupunus-7-

aMMH, SHAHTHOMED 2

9,7

11

21

125

5-(2-3TOKCH-3-nupuaun)-N-[(5-meroxcu-3-
nupunun)Mernn]-3-merui-1-[1-
MeTuamponiiaupasono[4,3-b]mupuana-7-

aMWH, SHAaHTUOMEP 2

>

43

126

5-(2-3TOKCH-3-nUpHAIT)-N-[(2-MeToKCH-4-
nupuznm)Mern]-3-metii-1-[ 1-
meTuanponuioupasono[4,3-b]nupuans-7-

AMWH, SHAHTHOMED 2

5,4

0,51

8,4

-48 -
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127

5-(2-3TOKCH-3-TIHpUANI)-3-MeTun-1-[1-
Merumponwi]-N-[(2-merunrerpason-3-
Un)MeTUN]upasonol4,3-b]mupunuH-7-aMuH,

SHAHTHOMED 2

0,31

128

5-(2-aToKcu-3-nupumun)-3-metun-N-[ (5-
metui-1,2,4-okcanuason-3-mwi)mermn|-1-[1-
MeTmmponii nupasono[4,3-bnupunus-7-

aMMH, SHaHTHOMEp 2

1,2

0,26

4,1

129

5-(2-sTokcen-3-nupuann)-3-metun-N-[ (2-
MeTunokcason-4-unmerun]-1-[1-
MeTunnponunnupasono[4,3-b]mupuans-7-

aMUH, SHaHTHOMEp 2

>

25

5-(2-3Toxcu-3-mupunun)-N-(1H-numnnason-4-
unmetuin)-3-merii-1-[1-
MeTunnponui|nupasono[4,3-blnupunus-7-

aMKH, SHAHTHOMeEp 2

0,86

>

131

5-(2-sTokeu-3-nupuann)-3-merun-1-[1-
mermmponun]-N-[(5-merun-1H-nupazon-3-
numMeTHInupasono[4,3-bnupuann-7-amus,

JHAHTHOMED 2

0,042

132

5-(2-3ToKCH-3-mHpuaun)-3-metun-N-[(1-
MeTUIIMUIa300-4-um)metna]-1-[1-
MeTunnponui|nupasono[4,3-b]mupuans-7-

aMUH, SHAHTHOMEp 2

0,14

0,045

0,52

5-(2-3T0oKCH-3-mHpHAuN)-3-MeTun-N-[(2-
MeTunokcaszon-S-ummerin]-1-[ 1-
MeTHInponuijmupasono[4,3-bnupuaun-7-

aAMHH, 3HaHTHOMED 2

23

134

3-merun-1-[1-merunnpomnn]-N-[(1-meTnn-
1,2,4-tpuazon-3-un)merii]-5-(2-nponokcu-3-
nupuaun)nupazono[4,3-bnupuann-7-amuH,

3HaHTHOMED 2

0,96

0,12

3-mermn-1-[ 1 -mernnmponu]-5-(2-npornokcu-
3-nupugun)-N-(1H-nupazon-3-
HMIMETII)Thpasonol 4,3-b ] mupuann-7-aMuH,

3HAaHTUOMED 2

0,095

3,6

5-(2-aTokcn-3-nupuaun)-1-[ 1-meTunnponun]-
N-(1H-mmpazon-3-unmerum)nupasono[4,3-

bnupunuu-7-aMuH, 3HaHTHOMep 1

62

100

137

5-(2-sTOoKCcH-3-nupunun)-1-[ 1-metunnponui]-
N-(1H-nupazon-3-unmerun)nupasono[4,3-

b]nupuauH-7-aMUH, SHAHTHOMeEp 2

180

138

5-(2-sroken-3-nupuanin)-N-[(5-mernan-1,3,4-
okcanunason-2-unymerui]-1-[1-
MeTHImponn nupasono[4,3-b nupuaun-7-

aMUH, SHAHTHOMED 1

93

6,8

180

5-(2-3roxen-3-mupuann)-N-[(5-mernn-1,3,4-
okcanmnason-2-ummerwi]-1-[ 1-
METHINpPOII [nupasono[4,3-b nupunus-7-

aMUH, SHAaHTHOMep 2

330

35

530

140

5-(2-sTokeu-3-nupuaun)-1-[ 1-metunnponun]-
N-[(1-merun-1,2,4-Tpuazon-3-
uin)MeTH]nupasonol4,3-b nupunns-7-amuH,

3HaHTHOMED |

1,7

52

- 49 -
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141

5-(2-s3ToxcH-3-mupuann)-1-[ 1-MeTuporm]-
N-[(1-merun-1,2,4-tpuaszon-3-
HiI)MeTH | mupasono[4,3-bJnupunus-7-aMuH,

SHaHTHOMED 2

44

22

76

142

1-uzonponun-3-merun-N-[(1-
MEeTHIMMUAA301-4-nn)merun]-5-(2-
MPOMOKCH-3-MUPHII)IPa3oso[4,3-

blnupuanH-7-aMuH

0,26

0,1

5

0,8

143

1-u3onponun-3-meTun-5-(2-nponokcn-3-
nupugnn)-N-(1 H-nmpason-3-

HIMeTHI)Hpasono[4,3-b]nupuaus-7-aMuH

3,8

0,26

9,2

144

5-(2-3Token-3-punmn)-3-metun-1-[1-
metmmponui]-N-(1H-1,2,4-tpuaszon-3-
HIMeTHI)Ipasonof4,3-b]mpunus-7-aMuH,

SHaHTHOMEp 2

>

23

145

1-usonponui-3-metii-N-[(1-metmn-1,2,4-
TpHUa3on-3-un)MeTun]-5-(2-npomnoxcu-3-

nUpUANN)MUpasonol4,3-blnupuann-7-amun

0,41

0,095

146

1-m3onpomnun-3-MeTni-5-(2-mponoken-3-
nupuaun)-N-(1H-1,2,4-tpuazon-3-

uimeru)nupasono[4,3-blnupuaun-7-aMun

3,9

0,51

147

1-m3omporm-3-metit-N-[(1-meTunmmpason-
4-um)MeTnn|-S-tuason-2-uinnpasono[4,3-

hlnupuann-7-amun

2,1

>

28

148

1-usonponui-3-metii-N-[(1-meTunnupason-
4-unm)mernin]-5-(5-merunTHaszon-2-

un)nupasoino[4,3-blnupuann-7-aMuH

110

58

86

149

1-n3onponu-3-merun-N-[(1-meTunnmpason-
4-un)metnn]-5-(4-metuntuazon-2-

un)nupasono[4,3-bnupusun-7-amun

29

24

69

150

3-[1-uzonponun-3-merun-7-[(1-
METHAMHPA30i-4-
M)METHIAMUHO |nupasono[4,3-bnupuans-5-

11]-5-MeTHI0KCa30IM JUH-2-0H

44

33

151

3-[1-usonponun-3-merun-7-[(1-
METUINUPA30-4-
HMI)METHIAMUHO |nupasono[4,3-b nupunny-5-

HJT|OKCA30TUIHH-2-0H

4,7

>

152

1-[1-m3onponun-3-merun-7-[(1-
METUANUPa30n-4-
MI)METHIAMHHO JnHpasono[4,3-b nupunus-5-

HJ1]a3eTHOUH-2-0H

48

32

6l

153

1-tper-OyTun-3-[1-uzonponun-3-merun-7-
[(1-merunnupaszon-4-
HI)METHIAMHHO |iHpasono[4,3-bnupunus-5-

T | MIMUZIA30JTNIHH-2-0H

76

270

154

1-[1-u3onponun-3-merun-7-[(1-
METHINUPa3on-4-
HJ)METHIAMHHO |iHpasono[4,3-b Jnupunus-5-

WITIMPPONTHANH-2-0H

26

3,6

49

155

3-[1-u3onponun-3-merun-7-[(1-
METHIIIHPA3oN-4-
HI)METHIAMHHO |iHpasono[4,3-b nupunus-5-

T1]-4-METHIIOKCA30IH UH-2-0H

82

49

39
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4-yun-3-[1-uzonpomun-3-merun-7-[(1-
METHIINPa3on-4-
HI)MeTHIaMIHOmipasono[4,3-bnupuans-5-

WJT|OKCa30IUANH-2-0H

31

157

N-[[5-(2-5TOKCH-3-HPHANN)- 1 -H30TIPOIIHII-3 -
Meruinupasono[4,3-blnupuans-7-un]merin]-

5-METOKCUNUPUAUH-3-aMUH

77

158

N-[[5-(2-3TOKCH-3-TTHPHANIT)- | -H30TIPOTIHI-3-
MeTunnupasono[4,3-blnupuann-7-ua]merun]-

1-meTtnz-1,2,4-Tprason-3-aMuH

49

50

5-(2-sToKCH-3-nupHanI)- 1 -usonponui-7-[2-
(5-MeTOKCH-3-NMMPUAKIT)ITHI]-3-

Merunnupasono[4,3-bmipuann

270

70

1600

160

5-(2-sTOKCH-3-nupuaui)- 1 -usonponui-3-
metun-7-[2-(1-metun-1,2,4-rpuazon-3-

un)stun|nupasono[4,3-blnupunus

56

161

5-(2-3rokcu-3-nupuaun)- | -usonponun-3-
metnn-N-[(2-metun-1,2,4-Tpuazon-3-

unMeTHi | nupasonol4,3-b nupunnH-7-aMHH

60

120

162

5-(2-3TOKCH-3-MUpHANI)- | -U30TIPOMHI-3-
meTui-N-[(4-metun-1,2,4-Tpuason-3-

nn)MeTn]nupasonol4,3-bmupuaun-7-aMun

100

180

5-(2-sTOoKCen-3-mupuann)-3-metun-N-[(1-
meTun-1,2,4-Tpuason-3-un)merii]-1-
(oxceran-3-un)nupasonol4,3-b]nupuann-7-

aMHuH

120

120

164

5-(2-3TOKCH-3-MTHPUAMI)- | -H30TIPOTIHII-3-
MeTHi-7-[(1-meTmnmnupason-4-
un)meruicynbdanun]nupasono[4,3-

blnupuann

6,8

1,6

25

165

N-[[1-(audropmernn)nupazon-4-un]merun]-
5-(2-aTOKCH-3-nupuan)- 1 -usonponui-3-

MeTHanupasono[4,3-bnupuanH-7-aMiuH

73

59

B

110

166

5-(2-sToKcH-3-mmpuaun)-N-[[5-
(bropmermm)nzokcason-3-un|mernn]-1-
H30TIPONHJI-3-MeTHInHpasono[4,3-

blnupunun-7-aMuH

2,1

0,16

72

167

S5-(2-aToKcH-3-Tmpuan)-N-[[3-
(dbropmermn)uzokcason-5-mun]mermi]-1-
u3onponui-3-mMetunnupasono[4,3-

b]nupuaun-7-amun

33

168

1-uzonponun-3-metun-N-[(1-meTunnupazo-
4-un)metun]-5-okcazon-2-unnupasono[4,3-

b]lnupuann-7-amun

2,6

>

36

169

1-uzonponui-3-meTuin-N-[(1-meTunnupason-
4-um)meTnin]-5-(3-meTrnTpHason-4-

unynmpasono[4,3-b]nupuanH-7-aMus

610

85

170

170

1-u3onponun-5-(2-MeToKCH-3-TUpUAKI)-3 -
metui-N-[[2-(tpudropmerun)-3-
MApUAIT |MeTHn ] mpasono[4,3-b]mpunus-7-

aMHUH

42

46

-51-
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171

3-[1-m3onpomun-7-[(2-meTokcu-3-
MUPUANIT)METHIAMUHO]-3-
meTuanmupasonol4,3-bmmpuann-5-unl-1H-

TIMPHANH-2-OH

290

47

420

172

5-(2-sToxen-3-nupuann)-1-n3omponun-N-[(3-
METOKCH-4-TTUPHANT)METHIT]-3-

MeTHinupasono[4,3-bnupuany-7-aMiuH

40

46

173

1-usonponun-5-(2-meTokcu-3 -nupuamn)-3-
MeTII-N-[ (2-meTunTHason-5-

WI)MeTH]upa3onol4,3-b] mupuaus-7-aMus

49

26

174

5-(2-LMKAONPONOKCUNIUPUAMH-3-11)-1-
nzonponui-N-((2-MeTokCunupuIuH-3-
un)merun)-3-merun-1H-nupaszono[4,3-

b]nupuans-7-amux

18

52

175

1-u3onponuia-N-((2-MeTokcunupuans-3-
un)merun)-3-metun-5-(1-merun-1H-nupason-

5-un)-1H-nmpasono[4,3-b]nupuann-7-amux

83

130

176

5-(2-sToKCcH-3-mupuann)-1-nsomponmt-N-[(5-
METOKCUIIIPIMHANH-2-IJT)MeTH]-3-

MeTHimupasono[4,3-bnupuany-7-aMiuH

81

177

3-[1-u3zonponun-3-metmn-7-[(1-
MeTUInupaszon-4-
wnmeTunamuHonupasono[4,3-b]nupuaun-5-

wi)-1H-nupunus-2-oH

130

20

180

178

N-[2-(audropmerun)-3-nupuaun]merun]-5-
(2-sTOKCH-3-nUpUANT)-1-u3onponun-3-

MeTuanupaszono[4,3-bmupuans-7-aMmux

31

32

63

179

5-(2-3Toxen-3-mupunun)-1-uzonponun-N-[(6-
METOKCUMUPUMUANH-4-HUT)MeTnn]-3-

MeTunupaszono[4,3-bnupugun-7-amun

2,8

0,51

180

5-(2-(3roxcn-1,1-d2)mmpuann-3-wm)-1-
usonponu-N-((2-merokeunupuun-3-
un)merun)-3-metun-1H-nupasono[4,3-

b]nupuauu-7-amux

27

0,77

78

181

5-(2-(arokeu-ds)ymupuann-3-wmm)-1-
usonponu-N-((2-merokeunupuuH-3-
un)metun)-3-merun-1H-nupaszonol[4,3-

b]nupuaun-7-amun

B

84

182

5-(2-(sroken-2,2,2-ds)nupunun-3-um)-1-
usonponu-N-((2-merokecunupuun-3-
un)metun)-3-merun-1H-nupazono[4,3-

b]nupuauu-7-amux

24

61

1-u3onponun-N-((2-MeTokcUnUpuAUH-3-
un)Meru)-3-metui-5-(2-
(tpudropmernn)nupuany-3-un)-1H-

nupasono[4,3-hnupuaun-7-aMux

290

38

184

3-(nudropmetin)-5-(2-3TOKCHUIUPUANH-3-
un)-1-usonponun-N-((1-merun-1H-nupazon-
4-um)mernn)- 1 H-nupasono[4,3-bJnupunnn-7-

aMHuH

24

5

45

1-m3onponun-3-merun-N-((1-merun-1H-
nupason-4-unmernn)-5-(14-1,2,4-rprason-1-

uin)-1H-nupaszono[4,3-bnupuann-7-aMmuH

100

24

92

-52 -
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3-[1-usonponui-3-merun-7-[(1-metun-1,2,4-
186 TPHA30JI-3-WT)METHIaMHHO [nupasosno[4,3- 64 15 130

blmupunus-5-mn]-1 H-nupuana-2-0H

3-[1-msonponun-3-merun-7-(1 H-nupason-3-
187 WIMETHIIAMHHO)HPA30i0[4,3-bnupuamu-5- 140 18 250

nn]-1 H-nupuans-2-0H

5-[2-(audpropmeroxcn)-3-nupuanin]-1-
nsonponui-N-[(2-meTokcu-3-

188 61 7.8 60

MUPHARIT)METHI|-3-MeTrnipasono[4,3-

bnupunuu-7-aMuH

5-(2-sroxcu-3-nupugin)-1-uzonponun-N-[(4-
189 METOKCUTTUPUMHANH-2- W )MeTHIT]-3- 39 0,49 19

MeTninupasono[4,3-b|nupuaus-7-aMuH

5-(2-sToken-3-nupuauin)-1-usonponun-N-[(4-
190 METOKCHITHPHMUIHH-S-HT)MeT]-3- 74 79 94

MeTuinupasono[4,3-b]mupuans-7-aMuH

5-(2-3Tokcu-3-nupuaun)-N-[(2-3ToKcH-3-
191 nupuART)MeTHI]- 1 -u3onponun-3- 160 10 400

MeTminupasono[4,3-b|nupunus-7-aMuH

5-[2-(aumeTHIaMHHO)-3 -upuan]-1-
192 usonponu-N-[(4-merokcudenun)mernn]-3- 630 71 490

MeTuinupasono[4,3-b|nupuaus-7-aMuH

3-[1-u3onponun-3-mermn-7-[[2-
udropmermin)-3-

193 (rpuprop 320 54 880

NUpUAKI|MeTHIaMUuHO |nupasono(4,3-

b]mupunus-5-mi]-1 H-nupuana-2-oH

1-u3onpomnun-3-MeTHi-5-(3-MeTHIH30KCca301I-
194 4-un)-N-[(1-meTunnupaszon-4- 95 23 21

nmmerna]nupasono[4,3-b]nupuann-7-amun

1-usonponun-3-merun-5-(1-merun-14-1,2,4-
Tpuason-5-un)-N-((1-merun-1H-nupason-4-
195 420 110 160
u)Metn)-1 H-nupasono[4,3-b]nupunun-7-

aMHuH

1-u30nponmI-3-MeTH-5-(2-TIPOMoKCH-3-
196 napuaun)-N-(1H-mpason-4- 18 1,7 27

UIMeTHI)Hpasono[4,3-bnupunnun-7-aMiuH

5-(2-arokcn-3-nupuaui)-N-[(2-merokcu-3-
197 nUpUANI)MeTH]-3-MeTiII- 1 -(OKceTaH-3- 190 13 190

uin)nupasonol4,3-b]nupuaun-7-aMmun

S5-(2-(3THI(METHIT)aMUHO) THPUANH-3-1101)- 1 -
198 usonponui-N-(4-merokcubeH3nn)-3-MeThiI- 1100 240 1000

1H-nmpasono[4,3-b]nupunus-7-aMuH

5-(2-sToKecunupuanH-3-un)-3-(Gpropmerin)-1-
nsonporun-N-((1-mernn-1H-nupason-4-

199 7.4

uI)MeTHI)- 1 H-nupasono[4,3-b]nupunus-7-

aMHuH

1-usomnporun-3-merun-N-((1-merun-14-
200 nHpason-4-umMeTn)-5-(4-MeTuIokcazon-5- 98 18 110

un)-1H-nupasono[4,3-blnupunus-7-aMuH

5-[2-(aumernnamuno)-3-nupuann]-1-
201 nsonponun-3-metuia-N-[( 1 -meTnnnupason-4- 2100 230 2100

un)merun]nupasonol4,3-b]nupunun-7-amMun

1-nsonporun-3-metua-N-((1-metun-1H-
202 MHPa3o-4-1I)MeTHN)-5-(4-MeTHIOKCa3071-2- 92 14 170

un)-1H-nupazono[4,3-b]nupunun-7-aMuH

I-usonponun-3-merun-N-[(1-meTunnupaszon-
203 4-umymernin]-5-(4-metun-1,2,4-tprason-3- 410 180 420

wun)nupasonol4,3-bJuupunus-7-aMus

B Tabin. 1 nepeuncnenst 3nauenus 1Csy npu naruduposannu PDE] coenmHeHusMu mo HactosmeMmy H30-
opetenuto. 3naueHue ICsy o3HawaeT koHIEHTpanuio (HM) coenuHeHus, TpeOyeMyro s goctmkerus 50%-ro
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unruouposanus pepmenta PDE] nmpu 3aganHo# KoHIEeHTpanuu cyocrpara. AHamu3sl B otHomennu PDEL onu-
CaHbI B KCIEPUMEHTAIbHOM pa3fene.
JKcnepuMeHTANbHBII pa3aes
[Tonydenne coemrHEHUH 0 HACTOAIEMY H300pETEHUIO - OOIIHE CTIOCOOHI.

R1
Ra_N__{
| LY
NN
\
R2

L

R3

M

Coenunennst popmyibl (I) MOKHO TMOJIyYaTh ¢ MOMOIIBIO CIIOCOOOB, OMMCAHHBIX HIDKE, B COYETAHHU CO
crioco0aMul CHHTE3a, U3BECTHBIMH U3 00JaCTH OPraHUYEeCKON XMMUU, WIIK MOAUGUKAIISIMHA, KOTOPBIC 3HAKOMBI
OOBIYHBIM CIICIIUATTUCTAM B JIaHHOH OOJIaCTH TEXHUKHU. VICXOMHBIC MaTepHalbl, MPUMCHSIECMBIC B JTaHHOM JIOKY-
MEHTE, SBJISIOTCS KOMMEPUYECKH JOCTYIHBIMH WU UX MOYKHO TOJIYYHTH C MIOMOIIBIO TPAJAUIIHOHHBIX CIIOCOOOB,
W3BECTHBIX U3 YPOBHS TCXHUKH, TAKHX KaK CIIOCOOBI, ONMMCAHHBIC B CTAHIAAPTHOMN CIPAaBOYHOW JIUTEpAType, Ta-
koii kak "Compendium of Organic Synthetic Methods, Vol. I-XIII" (omybnmkoBannoit Wiley-Interscience,
ISSN: 1934-4783). [IpeamnoyTHTeIbHBIC CIOCOOBI BKIIFOYAIOT 0€3 OTpaHUYCHUS CIIOCOOBI, OTIMCAHHEBIC HUXKE.

Ha cxemax mpezicTaBieHbl COCOObI, MPUTOHBIE B CHHTE3€ COCAWHEHHUH M0 HACTOSIIEMY M300pETEHHUIO.
OHu HUKOWM 00pa3oM He OTpaHUIMBAIOT 00HEM HACTOSIIIETO N300pETEHUS.

Crmoco6 1.
Cxema 1
R1 R1
6] ,NHZ —_— | \N
R-NH N
Et0,C” YO Eto,c” N

Il 1} I\

rae R1 ommcan mis popmyiel I, 1 R mpeacrapnser coboit Bomopox, wim R mpexacrasnser codoit R,, omnm-
CaHHBIN 111 HGopMyIHI 1.
Coenunenns obmeit popmynsr IV (cxema 1) MoryT OBITH TOTYYEHBI U3 coequHEHMM 00mux dhopmyn II u

I11.
Croco6 2.
Cxema 2
’(|) NH;,
R1 HoN R1 R—=NH R1
Il

X O ¢

Et0,C” YO Et0,C7 N7 Et0,c7 N

I v v R

rae R1 ommcan mis popmynst I, u R npencrasnser coboit R2, onucanusiii aiist Gopmynsl I, Wiu 3aIUTHYIO
rpyIy, TAKYIO KaK NnapaMeTOKCHOeH3UII.

Coenunenwns obmel Gopmynsl IV (cxema 2) MOTYT OBITh TTOJIYIEHBI M3 coennHeHui oomux Gopmyn 11, 11T
U V, ONMCaHHBIX B JIUTEpaType (HanpuMep, B Mex. nat. 3assske WO 2013142307).

Cnoco0 3.
Cxema 3

H R

R1 R1 R1 cl N

O,N H,N MeO,C MeQ,C

{ N A N A <Y D"
| N — | N —™ | °N X O 0 N
—_— H
eto,c” N eto,c” N eto,c” N BOLT N

v R wi R vin R X

R = 3awwurtHas rpymna
—_—

Xl Xl Xin

rae R1 omucan mst popmyitet I, R mpencraBnsier coboit R2, onvcannstit mist hpopmynsl I, mmu R pencras-
JISIeT COOOH 3aIMTHYIO TPYIITY, TAKyIO Kak MapaMeTOKCHOCH3WI, M Y TPEeICTaBisieT co00# rajioreH, Takol Kak
XJIOP UK OpOM.

Coenunenns obmiet popmynsr VIII (cxema 3) MOTyT OBITH MONYYEHBI ITyTEM HUTPOBAHHS COCIUHEHUH
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obeit Gpopmynsl IV ¢ nocnexyronM BoccranosnenreM. Coenuaenus oomeit popmyast XI MOTyT OBITH MoJTy-
YeHBI ITyTeM OCYLIECTBIICHHS Peakiuu coequHeHni oomei gopmyinsl VIII ¢ meTun-3-xmop-3-oKconponanoaTomMm
C MOCTEAYIOIUM 3aMBbIKaHHEM KOJIbIA B IIPUCYTCTBUH OCHOBAHUS, TAKOTO KaK 3TOKCHJ HATPUSA MIM METOKCUJ
HaTpus. ['maponm3 u nexapOOKCHIMpoBaHUE coearHeHnr oOmei Gopmynsl XI ¢ mocnemyromieit 00paboTKoi
dhochopunrpuxiopuaoM wir GocHoprunTPUOPOMUIOM TMPUBOIUT K MOTYUSHUIO COSTUHEHHUH 00IIeH (hopMyITbl
XIII.

Croco6 4.
Cxema 4
R1 R1 R2-Z R1
YN YN XV YN

A N S N R
| N — | N — | N

N N Z~N

1y H 1y
y R Y y R2

Xl {R = 3awuTHas rpynna) XIv X

rae R1 u R2 onmcanst st popmyast I, R npencrasiser co0oi 3alUTHYIO TPYIITY, TaKylo Kak HapaMeToK-
cubeH3mw, Y TpeAcCTaBlsgeT cOOOH TaJloTeH, TaKoH Kak XJIOp WIM OpoM, W Z MPEACTaBIseT cOO0H yXOMSIIyIo
TpyIy, TaKyl0 KaK XJop, OpoM, HoJ Wi MeTaHCY/Ib(GOHATHAS TPYIIa, WIK Z MPeACTaBIsieT cOOOH THIPOKCH-
TpyImy.

Coenunenns obmel Gopmymnsr XIV (cxema 4) MOTYT OBITH TTOJIYICHBI TIYTEM yIaJeHUS 3alIUTHON TPYTIIIBI
¢ coequHeHuit obmei Gpopmynbl XIII, rme R mpexcraBnseT coboii 3amuTHy0 rpymnmmy. Ecnm 3amuTHas rpymna
MIPENICTaBISIET COOON MapaMeTOKCHOCH3WII, yIaleHHe 3alIUTHON TPYIITBI MOXHO MPOBOJUTH ITyTeM 00pabOTKH
KUCIJIOTOH, TakoW Kak TpudTopykcycHas kucnora. Coenunenus oomeit Gpopmynst XIII Moryr ObITH MOITyUYEHEI
IyTEM OCYIIECTBIICHUS peakLuK coeanHeHuit obmeit popmynsr XIV ¢ coenunenusiMu obmelt popmynst XV B
NPUCYTCTBHH OCHOBaHMSI, TAKOTO KaK KapOOHAT 1I€3Msl, WIM C IPUMEHEHHEM YCIIOBHH peakunu MumyHnoOy, eciu
Z nipezncTaBisieT co00i THAPOKCUTPYIIITY.

Croco0 5.
Cxema 5
H — R

R1 / R1 R4—B, R1

YN R3—=L YN R R4_N
| N \N XVI | N \N XVIII | N \N
A~N —_— A ~N —_— ~N
A \ \
V R2 R3/,_ R2 R3/,_ R2

Xl XVII |

rae R1, R2, R3 u R4 onmcansr ms popmynsr I, L npeacrasnser coboit NH, O wimm S, u R npencrasisior
coboif ruapokcurpymmbl, wWId R Bmecte ¢ aromoM ©Oopa oOpasyior 4,4,5,5-terpamermi-1,3,2-
JIMOKCa0OPOJIaHOBYIO TpymITy. Y MpeACTaBIsieT coO0M rajloreH, Tako! Kak XJIOp Win OpoMm.

Coenunenust oouielt Gpopmynsl XVII (cxema 5) MOryT OBITH MOJYYEHBI ITyTeM OOpaOOTKH COEIMHEHHH
o6meit popmynsr XIII coenunenusmu obmeit popmynsl X VI B IprCyTCTBHM OCHOBaHMS, TaKOro Kak 0e3 orpa-
HrdyeHus: Gropux nesust wim N,N-auuzonpommnTiiaMud. CoenuHenust obmei ¢popmyisl I MoryT OBITH mosty-
4eHsl U3 coeanHeHni o0mux dopmyn XVII u XVIII B npucyTCTBUM NajiaIieBoro KaTajau3aTopa, TAaKOro Kak
[1,1'-6uc(mupenundocduno)peppoueH|namutaausa(ll) tuxaopua, 1 OCHOBaHHMS, TAKOTO KaK KapOOHAT KaJHsl, HIN
IpU APYTUX YCIHOBUSX peakiuu codeTtaHusi Cyn3yku-Musypa, U3BECTHBIX XHMHUKaM, KOTOPBIEC SBISIOTCS CIie-
[IaJIMCTaMH B 00JIACTH OPTaHUYECKOTO CHHTE3A.

Croco6 6.
Cxema 6
R
R1 R1 R4—B, R1
YN Pg—NH, v __N R R4N
| T N XIX | T N XVIII | T N
A~ T A~N —_— A~N
\ \ \
Y R2 _NH R2 _NH R2
Pg Pg
Xl XX XXI
R1 R1
R4 _N R4.__N
| ] \N | A \N
) / '\l‘l —» / N‘I
NH, R2 re-NH 2
XXII |

rae Rl, R2, R3 u R4 onmcansr nist popmysst I, R npencrasmisiior coboii ruapokcurpyms, win R Bmecre ¢
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aToMoM Oopa obpasyror 4,4,5,5-rerpamerni-1,3,2-anokcaboponaHoByto Tpymiy, U Pg npencrasnser coboit 3a-
IMIUTHYIO TPYIILY, TAKYIO KaK MapaMeTOKCHOeH3MI. Y MpeacTaBisieT co0o0il rajJoreH, Takoi Kak XJop I OpoM.

Coenunennst o6meit popmynbl XX (cxema 6) MOTYT OBITh ITOJIYICHBI ITyTeM 00paOOTKH COEAMHEHHN 00-
meit popmynbl XIII coemunennsMu obmeit Gopmynsl XIX B MPUCYTCTBUH OCHOBAHWMSI, TAKOTO KaK 0€3 OrpaHu-
geHus Gropun ne3us wim N,N-gqunzonpormmnTwiaMmut. Coenmuaeruns oomeit Gopmynsl XXI MoryT ObITh TOJTY-
geHbl U3 coenuHeHni o0mux Gopmyn XX u XVIII B mpucyTcTBHM MalIaAREBOTO KaTallM3aTopa, TAKOTO Kak
muxiopun [1,1'-6uc(mudenmndochuno)depponer]mamranusa(Il), 1 ocHOBaHMS, TaKOTO Kak KapOOHAT KaJWsd,
WIH TIpU APYTUX YCIOBUSX peakiuu codetaHus Cym3ykn-Musypa, W3BECTHBIX XUMHUKaM, KOTOPBIE SIBISIOTCS
CIeUaINCTaMu B 00JacTH opranndeckoro cunresa. CoexnHenust obmei popmysst XXII moryr ObITh OTyUe-
HBI TIyTE€M YJaJeHUs 3alUTHON TpyMIbl ¢ coenuHeHni obmeit Gopmynsr XXI. Ecnm 3ammTHas rpynmna npen-
CTaBJIsIeT cO0O0H MapaMeTOKCHOEH3MII, YAaJIeHHEe 3alIMTHOM IpyNIbl MOXHO NPOBOJUTH IyTeM 00paboTKU KH-
CJIOTOH, TakoHM Kak TpudTopykcycHas kuciora. Coenuaenus obuielt popmyssl I MOryT OBITH MOJYYEHBI ITyTEM
BOCCTAaHOBUTEIILHOT'O aMUHUPOBaHUS coequHeHu obmei hopmynsl XXII moaxoasmmm ansIeruIoM I KEeTO-
HOM.

Criocob 7.

Cxema 7

rae R1, R2, u R3 onmcansr muis popmynst I, L nmpeacrasnsier co6oit NH, O unmu S, R npezacrasisitor co6oit
TUAPOKCUTPYMIBI, Wi R BMecte ¢ atromom Oopa obpasyror 4,4,5,5-rerpamerni-1,3,2-nnokcabopoiaHOBYIO
rpynmy. Y TpeacTaBisieT co00i raoreH, Takoi Kak XJIop WA OpoM.

Coenunenns obmel Gopmynsl XXIV (cxema 7) MOTYT OBITh TIOJTY4YEHBI U3 COSAWMHEHHN 00muX (Gopmym
XIIT u XXIT B TIPUCYTCTBUU TanIagnueBoro KaTaiau3aTopa, TaKOTO Kak [1,1'-
ouc(mudpennndochuno)deppouet |nammaaus(Il) tuxmopua, ¥ OCHOBaHHUS, TAKOTO KaK KapOOHAT KaJus, WIH MPH
JIPYTHX yCHOBHSIX peakiuu codeTanust Cya3ykn-Musiypa, U3BECTHBIX XUMHKaM, KOTOPBIC SIBISIOTCS CIICIHAIH-
CTaMH B 00JacTH opranndeckoro cuHresa. Coenunenns oomel Gpopmynsl XXV MoryT ObITh MOJTYYEHBI TyTEM
00paboTku coennHenuii obmmeit popmyrst XXIV coexnnenusiMu obmei popmynsr XVI B npucyTcTBIH OCHOBA-
HHS, TAaKOTO Kak 0Oe3 orpanmuenust Gropun nesust wim N,N-gun3onpormwmtuiaamMud. CoeanHenns odmeit dop-
MyJbl | MOTYT OBITH OJTYYEHBI TyTeM 00paboTKH coeuHeHHH o0mer popMysl XXV 3TOKCHIOM HATPHSL.

Croco0 8.
Cxema 8

R1 R4—M R1

Y- N R4 N
| N N XXVI | N Y

/ 4 —> / 4
\

R2 R2

Rs"‘ R3’L

XVII |

rae R1, R2, R3, R4 u L onmucans! st dopmyitet I, 1 M npeacrasisier coboit ZnCl nnm SnR3, rae R mpen-
CTaBJISIIOT COOO¥ alKWIIbHBIE TPYIIIBI, TAKKE KaK OYTHII WUIM METHJI. Y TPEACTaBIsET COOOH raJloreH, Takoi Kak
XJIOP UK OpPOM.

Coenunenwns obmen Gopmynsl I (cxema 8) MOTYT OBITH TTOTyYEHBI U3 coenquHeHUH o0mmx hopmyn XVII u
XXVI B npucyTCTBUM NAJIAIUEBOTO KaTanu3aropa, Takoro kak Pd(PPhs),, wiu mpu Apyrux ycIoBUSAX peaKInu
couetanus Crwwie win Harucu, W3BECTHBIX XMMHUKaM, KOTOPBIC SIBIISTIOTCS CICIUAIMCTAME B 00JIACTH OpraHH-
YECKOTO CHHTE3a.
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Cnoco0 9.
Cxema 9
R1 R4—H R1
Y- N R4 N
| T ™ XXVII | T W
Z~N —_ A ~N
A \
L R2 L R

Xvil |

rae R1, R2, R3 u L onucansr mist dopmynsl I, u M npeacrasiser co6oit ZnCl wim Sn(R);, roe R mpen-
CTaBJISIIOT COOO¥ alKUIIbHBIE TPYIIIBI, TAKKE KaK OYTHII WIIM METHJI. Y TPEACTaBIsET COOOH raloTeH, TaKoi Kak
xyiop unu 6poM. R4 ommcan mist popmyist I, mpr 3TOM TOUKO# mprucoenuHeHUs y R4 sBisieTcst a3or.

Coenunenwns obmel Gopmynsl I (cxema 9) MOTYT OBITH TTOJTyYEHBI U3 coeuHeHUH 00mmx hopmyn XVII u
XXVII B mpucyTCTBUH MEIHOTO KaTajau3aTopa, Takoro kak Cul B KOMOWHAITMY C JIWTaHAOM, WIH NMAJLIaIHEBOTO
Karajgu3aTopa, Takoro kak Pd,(dba); B komOuHanuu ¢ Xantphos, u ocHoBaHus, Takoro kak CS,COs, ¢ mpuMeHe-
HHEM YCIIOBHH PEaKLUH, W3BECTHBIX XMMHKaM, KOTOPHIC SBISIOTCA CHEIHMAINCTAMH B 00JaCTH OpPraHMYECKOrO
CUHTE3a.

Cmoco6 10.
Cxema 10
R1 R1 R1
YN A YN A RaNaA
I N | N I N
A~ <N —_— AN
vy R2 > R2 I R2
Xl XXVIII XXIX
R1
R1
R5—X Ri. N NN
XXX TN | N
—— | P 'N —_— Z NI
N \
I R2 Rr3-t R2
XXXI :
R5

rae R1, R2 u R4 onmcansr st popmyiet [, L npeacrasisier coboii CH,, m R3 mpencrapnsier codoit MeTw,
3aMEIICHHBIH (PEHUIOM, TTMPUIOHHUIOM, MTUPUANHUIOM, MTUPUMUANHIIOM M MUPA3UHUIOM, BCE M3 KOTOPBIX
MOT'YT OBITh HEOO0S3aTENbHO 3aMEIICHBI OJWH WM HECKOJIBKO Pa3 OJHWUM WM HECKOJBKUMH 3aMECTUTEISIMU,
BBIOPaHHBIMHU U3 TPYIIIBI, COCTOSAMICH U3 ranoreHa, uano, C;-Csankmwia, C-Csdropankuna, C-C;dropankokcu
n C;-Csankokcn; mm R3 mpezncraBnser co00ii MeTHII, 3aMEICHHBIN S-4JICHHBIM T'€TepOapuiioM, KOTOPHIi He-
00s13aTeIbHO 3aMENIeH OJHHMM WM HECKOJBKHMH 3aMECTUTESIMH, BBHIODaHHBIMH W3 Tanorena, nuano, C-
Csankuna, C;-Csdropankmna, C,-Csypropankokcu u Ci-Csankokcu. RS mpeacraBnser coboii dheHWI, THUpUIo-
HIUI, THPUAWHIUL, THPAMUIAHII WUTH TTHPA3UHIUL, BCE U3 KOTOPBIX MOTYT OBITH HEOOS3aTEIFHO 3aMEIIeHBI OAUH
WIIA HECKOJIBKO pa3 OJTHIM WJIM HECKOJIBKAMH 3aMECTUTEINSIMHU, BRIOPAaHHBIMH U3 TPYIIIBI, COCTOSINEH U3 Tanore-
Ha, nuano, C;-Csankuna, C,-Cidpropankmia, C;-Csdpropankokcn u C,-Csankoken; wim RS npencrapnser codboi
S-4sIeHHBIH reTepoapuil, KOTOPBIA HEOOs3aTeIHFHO 3aMeIIeH OJHUM WM HECKOJIBKUMH 3aMECTUTEIISIMH, BEIOpaH-
HBIMHU U3 TajoreHa, iuano, Ci-Csankuna, C;-Czdropankmia, C-Cydropankokcu u C;-Csankokcu. Y mpeacTaB-
JsieT co0OH rajloreH, TaKoH Kak XJiop Win OpoM. X MpeAcTaBisieT coO00H TaloreH, TaKoW KakK ol Uik OpoM.

Coenunenus obwmeit popmyssr XXVIII (cxema 10) MOTyT OBITH MOTYyYESHBI IIyTeM 00pabOTKH COeTMHEHUH
obmeit ¢opmynsr XIII pearenrom, Takum kak i-PrMgCl-LiCl, ¢ mnocnenyromeli o6paborkoit N,N-
muvetrigopmamugoM. Coenunaenus odmelt popmyssl XXIX MOryT OBITH MOJTy4eHBI ITyTeM 00pabOTKH coenu-
HeHuit obmei popmynst XX VIII pearenrom, TakuMm kak 1-nnazo-1-nmumerokcudocdopunmnponan-2-oH, 1 0OCHO-
BanueM, TakuM Kak CS,COs.

Coenunennst obmieit popmynsl XXXI MoryT OBITH MOMYUYEHBI M3 cOeAMHEHHH oO0mmux dopmyn XXIX u
XXX B IpHUCYTCTBUH TMAJIaINEBOTO KaTalu3aTopa, Takoro kak [1,1'-omc(mudenmndochuno)deppornen|mamna-
musi(1l) nuxmopun, OCHOBaHMS, TAKOTO KaK TPUITHIIAMUH, M METHOTO KaTaiau3aTtopa, Takoro kak Cul, ¢ mpume-
HEHHEM YCJIOBHUI PeaKINy, H3BECTHBIX XUMHKaM, KOTOPBIC SBIIIIOTCS CICIIHAINCTAMH B 00J1aCTH OPTaHUIECKOTO
cunte3a. CoenuHeHust obmeit Gopmynsl I MOryT OBITH MOJIYIEHBI ITyTeM O0OpPabOTKH COeTUHEHHH oO0mel Gop-
mynbl XXXI mamiaaueM Ha yrie B aTMocdepe BOIOPOaa.
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Cnoco6 11.
Cxema 11

R1 R1
| WX« T\

P~ — I\

\

R2 :

O/ R3/L R2
XXVIII XVII

rae R1, R2 u R4 ommcansr mus popmynsr I, L npeacraBnser codori CH,, u R3 mpeacrasnser coboii NH,
3aMEIICHHBI (PEHMIOM, TUPUAOHUIOM, MUPUANHUIOM, MAPUMHUINHAIOM WM TMUPA3HHIIOM, BCE U3 KOTOPBIX
MOTYT OBITh HEOOSM3aTEIHbHO 3aMEIIeHBl OJUH WM HECKOJHKO pa3 OJHUM WU HECKOJIHKUMHU 3aMECTHTEIISIMU,
BBIOpAaHHBIMU M3 TPYIIIHI, COCTOSIMIEH 13 ranorena, nuano, C;-Csankuna, C;-Csypropankumna, C;-Csdpropamkoxcu
n C,-Csankokcu; win L npencrasmsier coboii CH,, m R3 mpencrasisier coboit NH, 3aMenieHHbIH S-4JIeHHBIM
reTepoapmuioM, KOTOPBIH HE00sI3aTeIFHO 3aMEIICH OHIM WIIM HECKOJLKHMU 3aMECTUTCIISIMH, BRIOPAHHBIME U3
ranmorena, 1uano, C-Csankmna, C;-Cidropankuna, C;-Csypropankokcu u Ci-Csankokcn. RS mpencraBnseT co-
0ol (heHWS, TUPUAOHIII, TUPUAUHWI, MTUPUMUJAUHIIT WM THPA3UHIUI, BCE U3 KOTOPBIX MOTYT OBITH HE0Os3a-
TEJNBHO 3aMEIIEHBI OJIMH WM HECKOJIEKO pa3 OJHUM WM HECKOJIBKAMH 3aMECTHUTEIISIMHU, BEIOPAHHBIMU U3 TPYII-
TBI, COCTOSIICH U3 ranoreHa, muano, C,-Csankuna, Ci-Csdropankuna, Ci-Csdpropankokcu u C;-C;ankokcu; Uim
RS mpencraBnseT co0oii S-4JICHHBIN TeTepoapil, KOTOPBIH HE0OA3aTEIILHO 3aMEICH OJHUM WIH HECKOJIBKUMHU
3aMECTHTEIISIMH, BEIOpaHHBIMH U3 TajoreHa, iuano, C,-Csankuna, C-Csdropankuna, C;-Csdropankokcn u C;-
Csankokcu. Y MpencTaBisieT coOO0H TajloreH, TaKoHW Kak XJIop HIIH OpoM.

Coenunenns obmei popmynbl XVII (cxema 11) MoryT ObITh TIOTY4YEHBI ITyTEM BOCCTAHOBUTEIHHOTO aMHM-
HUpoOBaHUs coenuHenuit oomen popmynsl XX VIII coequrennsmu odmieit popmynsr XX XII.

Cmoco6 12.
Cxema 12
R1 R1 R1
(OLNG{ JOLING{ Ra Ny~
I N | N I N
) A~N _— AN
v R oS R2 oS R2
Xl XXX XXXIV
R1
R1
R4 N R3_Lg R4 N\ A
| TN\ XXXVI | N
—_— ] — ~\
A ~N N
! R2
sH R2 ra-t
XXXV '

rae R1, R2, R3 u R4 ommmcans! as popmynel I, m L npencraBnseT coboit cepy. Y mpeacTaBiseT coboit ra-
JOTeH, TakoH Kak XJop wium OpoM. Pg mpencraBmser coOoi 3aIlIUTHYIO TPYIIy, TaKyl0 Kak O-METHII-
renTwinponano-3-ar. Lg mpeacTaBiuseT coOol yXOIAIIylo TpymIy, Takylo Kak xiop, Opom, #on, 4-
METHWIOEH30JICYTb(OHAT WIH METAaHCYTh(OHAT.

Coenunenus obwmeit popmyrsr XXXIII (cxema 12) MOTYT OBITH MOJTYUYESHBI IIyTeM 00pabOTKH COeTMHEHUH
o6meit popmynsr XIII peareHTOM, TaKUM Kak 6-METHITENTHII-3-MEPKAaNTONPOIaHOAT, B PUCYTCTBHH OCHOBA-
HHS, TAaKOT'O Kak Aun3onpormmwnTHiaMud. Coenunenus oomei popmyiasl XXXIV MoryT ObITh MOTy4eHBl TEMH
ke crocodaMu, 4To omnucansl B criocobax 5, 8 u 9. Coeannenns obmei Gpopmynsl I MOryT OBITH IOTy4EHBI My-
TEM yZAaJIeHHs 3alIUTHOM TpyNIsl ¢ coeauHeHnit obuier popmynsl XXXIV ¢ npiMeHeHHEM OCHOBaHHS, TAKOTO
Kak TpeT-0yTOKCHA Kaus, ¢ MOCIeAYIOINM AIKHINPOBAaHUEM COeAMHEHUsIMU ob6iel popmyist XXX VI.

Cnoco6 13.
Cxema 13
R1 R1 R1
Ra Ny { R3—Lg R4 Ny { R4 Ny {
N XXXVI N N
Ly —x Ly — UL
\ \ \
NH R2 N, R2 L R2
Pg” Pg” "R3 R3” |
XXl XXXVII

rae R1, R2, R3 u R4 omucansr mist popmyist I, u L mpeacrapnser coboit NH. Pg npencrasnser coboit 3a-
MIUTHYIO TPYIIILY, TaKylo Kak n-MeTOKCHOeH3mI, M Lg npencTasisier coOol yXomsIIyro IpyIIILy, TaKylo Kak XJop,
Opowm, Hof, 4-MeTHI0eH30ICyIb(QOHAT HIIH METaHCYIb(OHAT.

Coenunenus obmeit popmynsr XXXVII (cxema 13) MoOryT OBITH HOTYYESHBI ITyTEM JIETIPOTOHUPOBAHHUS CO-
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eanHeHui obmei popmyiasl XXI ¢ MOMOIIBIO OCHOBaHUS, TAKOTO KaK THIPUA HATPUS, C MOCIEAYIOIUM aJIKU-
JIupoBaHueM coeauHeHusME oOmeit popmyner XXX VI. Coennnaenus obmeit popmynst [ MoryT ObITH HOTyUYESHEI
MyTeM yIaleHus 3ammTHOW Trpynnsl (Pg) ¢ mpuMeHeHNeM YCIOBHIl peakInu, W3BECTHBIX XUMHKaM, KOTOpBIE
SIBIITFIOTCSI CTIEIIUAINCTAMHU B 00JJACTH OPTaHWYECKOTO CHHTE3a, HalpUMep TMyTeM 00paboTKu Tpu(TOpYKCYCHOM
KHCIIOTOH, ecu Pg mpencrasisier co060i n-MeTOKCHOSH3HIT.

Crioco6s1 LC-MS.

Criocob A.

Mpumensm cuctemy LCMS Agilent 1200 ¢ nerexropom ELS. Phenomenex Luna-C18, 5 MxMm; 2,0x50 Mm;
Temriepatypa kononku: 50°C; cucrema pactBoputeneil: A = Bopa/TpudropykcycHas kuciora (99,9:0,1) u B =
aleTOHUTPWI/ TpUPTOpYKCYyCcHas kucioTa (99,95:0,05); crmoco6: muHEeiHOe TpaueHTHOE DIIOUPOBAHUE C TTIOMO-
mpio A:B = o1 90:10 1o 0:100 3a 4,0 MuH U ¢ pacXxoaoM, cocTaisiontuM 0,8 MI/MuH.

Croco6 B.

Mpumensim cucremy LCMS Agilent 1200 ¢ nerexkropom ELS. Kononka: Waters XBridge ShieldRP18,
2,1x50 MM, 5 MkM; Temrieparypa konoHku: 40°C; cucrema pactBopureneit: A = Boga/ammuak (99,95:0,05) u B =
AI[CTOHUTPIII, CIIOCO0: IMHEHHOE TPaJJEHTHOE 3ITIOUpOBaHKe ¢ moMomsio A:B = ot 95:5 mo 0:100 3a 4,0 MuH u
¢ pacxoom, coctaBistronuM 0,8 MI/MuH.

Cnoco6 C.

IMpumensum cuctemy LCMS Agilent 1200 ¢ nerekropom ELS. Phenomenex Luna-C18, 5 mxm; 2,0x50 mwm;
TeMIieparypa kojgoHku: 50°C; cucrema pactBopureieit: A = Boga/tpudropykcycHas kuciota (99,9:0,1) u B =
aneToOHUTpWI/ TpudTOpyKCcycHas kucinora (99,95:0,05); criocol: nuHEHHOE rpaIneHTHOE IMIOUPOBAHUE C TIOMO-
mpo A:B =0t 99:1 10 0:100 3a 4,0 MuH 1 ¢ pacxoJ10oM, cocTaBistomuM 0,8 Mi1/MUH.

Cmioco6 D.

[Mpumensim Acquity UPLC-MS ot Waters. Komonka: Acquity UPLC BEH C18, 1,7 mkm, 2,1x50 mm;
Temneparypa kojoHku: 60°C; cucrema pactBoputeneit: A = Boga/TpudropykcycHas kuciota (99,965:0,035) u
B = aneronurpmi/Bona/rpudropykcyctas kucinora (94,965:5:0,035); crocob: nuHEHHOE rpaAueHTHOE HITIOUPO-
BaHue ¢ moMotbio A:B = ot 90:10 no 0:100 3a 1,0 MuUH 1 ¢ pacxoI0M, COCTABJISIOMNM 1,2 MJI/MHH.

Cmoco6 E.

IMpumensim Acquity UPLC-MS ot Waters. Komonka: Acquity UPLC BEH C18, 1,7 mkm, 2,1x50 mm;
Temriepatypa kojoHku: 60°C; cuctema pactBopureneil: A = Boga/MypaBbuHas kucsora (99,9:0,1) u B = anero-
HUTpWJI/BoIa/MypaBbuHas kuciora (94,9:5:0,1); crmoco06: nuHEHHOE TPaANEHTHOE JIIIOMPOBAHHME C TTOMOIIBIO
A:B =0t190:10 no 0:100 3a 1,0 MuH 1 ¢ pacxoI0M, COCTABJIAIOMUM 1,2 MJI/MHH.

Croco6 F.

IMpumensum cucremy LCMS Agilent 1200 ¢ merexkropom ELS. Komonka: Waters XBridge ShieldRP18,
2,1x50 MM, 5 MKM; Temrieparypa kononku: 40°C; cucrema pactBopureieit: A = Boga/ammuak (99,95:0,05) u B =
allETOHUTPWIT; CIIOCO0: TUHEHHOE IPpaIueHTHOE dIIoupoBaHne ¢ moMoIbio A:B = ot 85:15 mo 0:100 3a 3,4 Mun
U C pacxoJoM, cocTaBisromuM 0,8 Mi/MuH.

Cnocob6 G.

IMpumensum cucremy LCMS Agilent 1200 ¢ nerexktopom ELS. Komonka: Agilent TC-C18, 5 mkm; 2,1x50
MM; Temrieparypa kosonkn: 50°C; cuctema pactBoputelnieit: A = Boga/TpudropykcycHas kucnora (99,9:0,1) u B =
aneToOHUTpWI/ TpupTOpyKCcycHas kucnora (99,95:0,05); criocol: nuHEHHOE rpaJIneHTHOE IMIOUPOBAHKUE C TIOMO-
e A:B =0t 99:1 10 0:100 3a 4,0 MuH 1 ¢ pacxo0M, cocTaBistomuM 0,8 Mi1/MUH.

Cnoco6 H.

[Mpumensim cucremy LCMS Agilent 1200 ¢ nerexktopom ELS. Kononka: Waters XBridge ShieldRP18,
2,1x50 MM, 5 MKM; Temrieparypa kojoHku: 40°C; cucrema pactBopureneit: A = Boga/ammuak (99,95:0,05) u B =
AI[CTOHUTPHJI, CIIOCO0: JIMHEIHOE TPaJIUCHTHOE TIONpoBanue ¢ moMoIbso A:B = ot 70:30 mo 0:100 3a 3,4 muH
1 C pacxoioM, cocTapistonum 0,8 Mi/MuH.

Crocob 1.

[Mpumensim cuctemy LCMS Agilent 1200 ¢ nerexropom ELS. Phenomenex Luna-C18, 5 MxMm; 2,0x50 Mm;
Temriepatypa konoHku: 50°C; cucrema pactBoputeneil: A = Bopa/TpudropykcycHas kuciora (99,9:0,1) u B =
aleTOHUTPWT/ TpUPTOpYKCYycHas kucioTa (99,95:0,05); crmoco6: muHEeiHOe TpaueHTHOE AIIOUPOBAHUE C TTIOMO-
mpio A:B = ot 75:25 no 0:100 3a 3,4 MuH U ¢ pacxoaoM, cocTaBistontuM 0,8 MI/MUH.

Cmioco6 J.

[pumensmm Waters Autopurification. Komonka: XSelect CSH C18, 3,5 mxm, 4,6x50 MM; TemmepaTypa Ko-
nouku: 25°C; cuctema pactBopuTeneit: A = Boga/MypaBsuHas kuciota (99,9:0,1) u B = anetronutpui/tpudtop-
ykcycHas kuciora (99,9:0,1); crmoco6: nmuHEHOE TpagMeHTHOE ATIONpOBaHUe ¢ moMoImbio A:B = ot 97:3 mo
10:90 3a 2,5 MUH # ¢ pPacxoJIoM, COCTABJISIOIINAM 2,5 MJI/MHH.

Cnoco6 K.
IMpumensum Waters Autopurification. Komonka: XSelect CSH C18, 3,5 mxmM, 4,6x50 MM; Temmnieparypa Ko-
nmouku: 25°C; cucrema pacTBopuTenel: A = Boma/MypaBbuHas kwuciora (99,9:0,1) u B = amneronut-

pwr/TpudTopykcycHas kuciota (99,9:0,1); cmoco6: nuHEHOE TpaJUeHTHOE MITIOMPOBaHUE ¢ MOMOINbI0 A:B =
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oT 97:3 10 10:90 3a 2,5 mun, 3aTem ¢ nomomso A:B = 10:90 B Teuenne 1 mun. Pacxonm cocraBisi 2,5 Mi1/MUH.
[IpoMekyTOYHBIE COCIMHCHUS.
[Momyuenne >twn-3-metmi- 1 H-nmupa3zon-5-kapOokcuata

H
o o Et0,C_R,

| N
CO,Et 7

PactBop 31H-2,4-1rokconenTanoara (20 r, 126 mMoub, 18 mir) u runpara ruapasuna (6,96 r, 139 MMoub,
6,76 M) B aTanone (400 mi) nepememuBanu npu 0°C B Teuenue 1 4. CMech KOHLEHTPUPOBAIHU C MOTYyUYCHUEM
sTin-3-metun- 1 H-mpa3zon-5-kap6okcmmara (19 r, 123 mmons, Beixox 97%).

[Monyuenwne stun-1,3-qumernin-1H-nmpazon-5-kapOokcunara

EtO,C.__N EtO,C

N/
A} A Y
| N —_— I(N

B pactBop strn-3-metmin- 1H-nimpason-5-kapbokcunara (19,5 r, 126 mmoins) B DMF (200 M) moGasisuin
Me,SO4 (23,8 T, 189 mmounsb, 17,9 mir). Cmechk nepemenuBany pu 80°C B Teuenue 18 u. [Tocne oxnaxkaeHus 10
0°C cMech pa30aBisuy JIbJIOM, 3aTeM 100aBILUTH BOAHBIN pacTBop ammuaka (25%) ¢ perynuposanuem pH no 8.
3areM cMmech 3kcTparupoBasn dTmwianetatoM (300 mMa x 3), 0ObETUHEHHBIC OPTaHUYCCKUE CIIOW MPOMBIBAIA
COJIEBBIM pacTBOpoM (50 MII), BRICYIIMBAIN U KOHIICHTPUPOBaIH. HeounImeHHyo cMech OYUIAIN ¢ TIOMOIIBIO
(bmm-xpomarorpaduu ¢ TOMOIIBIO TIETpoJieiiHOTO ddupa:dTuianeTara = 5:1, ¢ moyrydeHueM STHI-1,3-TuMeTHIT-
I H-mmpa3zon-5-kap6okcnnara (15 r, 89 Mmmons, Berxox 71%).

[Tonydenne >Twi-2-(METOKCHUMUHO )-4-0KCOTICHTaHOaTa

o 0 o N©ON

MCOZEt MCOzEt

IepememmBanu cMech 3THA-2,4-mUOKconeHTaHoaTa (27 r, 171 mMoins, 24 M) U MeTokcwiamuHa (15 T,
179 mmoms, 13,6 M) B atanose (150 mi) pu 25°C B Teuenne 18 4 B atmocdepe azota. CMech KOHIIEHTPHUPOBa-
1. HeounIneHHyo cMech OYHMINANHN C TIOMOIIBI0 (IIBII-XpoMaTorpaduy Ha CHIIMKArese ¢ IOMOIIBIO TETPOoJIeH-
Horo sdupanTminanerata = 10:1, ¢ momydyeHueM STHI-2-(METOKCHMMHHO)-4-okconenranoara (19,9 r, 103
MMOJTb, BEIX0 60%).

'"H SIMP (xs0podpopm-d 400 MI'): & 4,34 (q, J=6,8 T, 2H), 4,07 (s, 3H), 3,71 (s, 2H), 2,21 (s, 3H), 1,35
(d, J=7,6 T'u, 3H).

[Moxyuenwne stun-1-n3onponui-3-merui- 1 H-nupason-5-xkapbokcunara

HCl
2
N N
o NON Y EtO,C.__n
' — | N

B pactBOp 3THI-2-(MeTOKCHNMIHO)-4-0KconieHTanoata (14,6 r, 78,0 Mmmous) B aTanoxe (200 mMi) nodass-
JY u3ompommIruapasnna ruapoxiopun (17,25 r, 156 mmoinb). Cmech nepememmuBanu npu 80°C B TeueHue 18 d.
CmMmech KOHIIEHTPUPOBaiIH. B ocTaTok mo0aBisum HacklieHHbIH BogHbIH pacTtBop NaHCO; ¢ perynupoBanuem
pH no 7. 3arem cmech skcTparupoBanu puxiopmeranoMm (100 mi x 3), oObeIMHEHHbIE OpPraHUYECKHE CIION
MPOMBIBAJIA COJIEBBIM PacTBOPOM, BhICymMBaiu Hax Na,SO, M KoHIeHTpupoBanu. HeounienHnyo cmech o4n-
aJId ¢ TTOMOIIBI0 (QIBII-XpoMaTorpa@uu Ha CHIIMKArelie ¢ MOMOINBI0 TEeTpoJieHOro 3dupa:dTHianeTaTa =
10:1, ¢ momydeHueMm 3Thi-1-m3onponwi-3-metwi- 1 H-mupazon-5-kap6bokcunara (12,3 1, 62,7 MMOIIb, BBIXOI
80%).

'H SIMP (xsopopopm-d 400 MI'm): & 6,59 (s, 1H), 5,41-5,44 (m, 1H), 4,35-4,29 (m, 2H), 2,29 (s, 3H), 1,48
(d, J=6,8 T'u, 6H), 1,39-1,35 (m, 3H).

[Monydenune >Twi- 1 -uzonponui-3-mMetui-4-autpo- 1 H-mupazon-5-kapOokcunara

EtO,C »/ EtO,C \7/

N, N,
N — | N
O;N

B pactBop aTHi-1-m3omponmi-3-merun-1H-nupaszon-5-kapookcunara (8 1, 40,8 mmomb) m (2,2,2-
tpudTopanerun)-2,2,2-rpudropanerara (59,9 r, 285,4 mmous, 39,7 mu) B TFA (80 mur) MeaeHHo noGaBisuiu
HUTpaT ammoHnus (6,5 T, 81,5 mmous, 3,8 M) ipu 0°C. Cmech nepemermBany npu 20°C B Teuenue 18 4. Pac-
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TBOp oxyaxaanu 10 0°C u 3aTeM HeWTpann3oBaiu BOAHBIM pacTBopoM K,COs B MPOIYKT SKCTParupoBaiiv dTH-
nanerarom:auxiaopmeTanoM = 40:1 (205 mi x 4). OObeIMHEHHBIE OPTaHUIECKUE CIIOW TIPOMBIBAIA COJIEBBIM
pactBopoM (150 mur), BeicymmBamu Hal Na,SO; ¥ KOHIEHTPUPOBAIHM C TOJyYEHHEM OTHII-1-H30mponui-3-
MeTHI-4-HuTpo- 1 H-mupason-5-kapookcunarta (9,8 r).

Ortun-1-3trn-3-metmn-4-uurpo-1 H-nupason-5 -xapOokcminat moirydaiy CX0IHBIM 00pa3oM U3 STHITHIIpa-
3MHAa.

Otni-1-mmknonponwi-3-Metui-4-autpo-1 H-mupazon-5 -kapOoKCHIaT MONydaad CXOTHBIM 00pa3oM W3
UKJIOMPOIMITHAPA3HHA.

(¥)-Ortuin-1-(BTOp-0yTNIN)-3-MeTri- 1 H-nupa3on-5-kapOoKcHiaT moxydann CXOQHbIM 00pa3oM u3 (1)-BTop-
OyTuirHapa3zuHa THAPOXIOPUAA.

[Monydenne >tuin-3-metuin-4-autpo- 1 H-nmupa3zon-5-kapOookcunarta

EtO,C.__N EtO,C.__N
) ——-

A}

| N

O,N

Jlo6aBnsmm mopumsMu STHIT-3-MeTri- | H-upason-5-kap6okcmnar (12 r, 78 MMOIb) B IBIMSIIYIOCS a30T-
Hyr kucnory (140 r, 2,2 mons, 100 M) mpu 0°C. Cmech nepememuBanu npu 15°C B Tedenue 16 4. CMech BbI-
muBanu B nien (200 1) u perymuposanu 1o pH 7 HackimeHHBIM BoAHBIM pactBopoM K,COs;. CMech akcTparupo-
Baym 3tmaneraroM (500 mi x 2). Oprannveckuii cioi npomMeiBanu ¢ momotnsto H,O (500 mur), coneBoro pac-
tBOopa (500 M), BeicymuBamy Haa Na,SOy4, QUIBTPOBAIN U KOHIICHTPUPOBAJIH C MOJTYICHHEM ITHI-3-METHII-4-
HuTpo- 1 H-nmpa3zon-5-xap6okcnnara (13 1, 65 MMoits, Berxon 84%).

'H SIMP (xnopodopm-d 400 MI'rg) & 11,41 (brs, 1H), 4,47-4,42 (m, 2H), 2,64 (s, 3H), 1,39 (t, J=7,2 T,
3H).

[Monydyenne o3tun-1-(4-metokcubeH3mn)-3-Mmetun-4-autpo- 1 H-mupaszon-5-kapbokcmmara u  dTwi-1-(4-
METOKCHUOCH3MI)-5-MeTri-4-unuTpo- 1 H-mupazon-3-kapbokcunara

0
EtO,C.__K E10,C , EtO,C
Y,

N | N PMB
O2N O,N OoN

B pactBop atmi-3-mernin-4-aurpo-1 H-nmpazon-5-kapbokcnnara (4,40 r, 22,1 mmons) B cyxom DMF (50
mit) mobarisut 1-(xmopmerwn)-4-metokcubenson (4,15 r, 26,5 mmons, 3,6 M) u K,CO; (6,11 1, 44,2 MMoOIIh).
Cwmech nepemenuBasm ipu 15°C B Teuenne 16 4. CMech KOHIIEHTPUPOBAIH U N00aBisuH Boxy (20 mi). Cmech
3KcTparupoBaiy dtunamneratom (20 M x 2). OO0beAMHEHHBIE OpTraHMYECKUE CIIOHW TMPOMBIBAIN ¢ omMotnbio H,O
(20 Mt x 2), comstHOTO pacTBopa (20 mur), BeicymuBaiu Hax Na,SO,4, uimbTpoBamy U KoHIEHTpupoBaH. OcTta-
TOK OYMILAIM ¢ rmoMouipio (im-xpomarorpaduu Ha cunukarene (ot 0 1o 50% sTunanerata B neTpojeiHOM
a¢upe) ¢ nmoaydeHueM 3Tui-1-(4-merokcnbensmn)-3-metmin-4-antpo- 1 H-nmupazon-5-kapookcunara (2,80 r, 8,77
MMoOIb, BeIxox 40%) u atHi-1-(4-MeTokcnOeH3nn)-5-metnin-4-autpo- 1 H-nmupazon-3-kapookcunara (3,50 r, 11
MMOJIb, BEIX01 50%).

Iomyuyenue 3Tun-4-amuHo-1- 1/130np0rmn -3-metmn-1H-nmpazon-5-kapOokcuiaTa

EtO,C EtO,C »/

\ —_—
HoN

B pactBOp 31HI-1-m30mponII-3-MeTIIT-4-HUTpO- 1 H-tupaszon-5-kapbokcunara (10,23 1, 42,41 mMMonbp) B
stwnanerate (200 mi) nodasmsumu Pd-C (10%, 2,0 T, BiaxHsIit) B atMoctepe azora. CycHeH3uIo Aera3upoBaiu
MOJ BAKYyMOM M HECKOJIBKO pa3 HpoAyBaiu BojopoaoM. CMech mepememmBaind B atMocepe Boxopona (30
¢dbynaToB/KB. A10¥M) TIpU 40°C B Teuenue 18 4. CMech QUIBTPOBAIM M OCTATOK MPOMBIBAIM dTHinamneratom (150
M X 3), oObenIuHEHHBIE (UIBTPATHl KOHIICHTPUPOBAIHM C TOTYyYEHUEM DTHI-4-aMHHO- | -M30TpOTIHII-3 -METHII-
1H-impazon-5-kapbokcunara (8,96 ).

Orun-4-amuHo- 1 -(4-metokcnbensmn)-3-metni- 1 H-nmupa3zon-5-kapOokcunar mosrydaal CXOAHBIM 00pa3oM
u3 3THI- 1 -(4-MeTokcubeH3mN)-3-MeTHi-4-HuTpo- 1 H-nupason-5-xkapbokcuiara.

Orun-4-amuno- 1 -otmi-3-mMetuin- 1 H-mmpazon-5-kapOokcmiiaT moiydand CXOJHBIM 00pa3oM W3 ATuil-1-
9THI-3-MeTHI-4-HuTpOo- 1 H-nipazon-5-kapbokcumnara.

Otnin-4-amMuHO- | -iuKknonponui-3-meTui- | H-mupa3zon-5-kapOokcunaT moiydaidd CXOZHBIM 00pa3oM u3
3TWI- | -muKITonponvIT-3-MeThT-4-HuTpOo- | H-nmpaszon-5-kapOokcumnara.

Otnn-4-amuno-1,3-mumeTn- | H-mupa3zon-5-kapObokcunaT mojiydaad CXOOHBIM oOpa3oM w3 3Twi-1,3-
mumeTu-4-autpo- 1 H-mupazon-5-kapbokcunara.
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(£)-Otun-4-amuno- 1 -(BTOp-0yTIUT)-3-MeTIII- | H-Tpa3on-5-kapOokcuiaT moryvyaid CXOQHBIM 00pa3oM U3
(£)-3Tmin-1-(Brop-0yTHin)-3-metmi- 1 H-mupa3zon-5-kapOokcuiara.

Iomyuenue 5THII- 1 -u30nponmi-4-(3-MeToKkcu-3-oKkconponanamuo)-3-meti- 1 H-nupazon-5-kapOook-
cuiara

EtO,C | N‘N MeO,C . EéozC N
N ¢  E—— Meozc\)LN [N
H
B pacrtBop stmin-4-amuno- 1 -u3onponwi-3-mMetui- 1 H-nupazon-5-kapbokcnnara (7,96 r, 37,7 mmons) B au-
xyopmertane (150 M) goGaBsI MEeTUI-3-XJI0p-3-okcomnpomanoart (5,14 r, 37,7 mmoinb, 4,02 mi). Cmech miepe-
MemmuBanu npu 50°C B Teuenue 45 muH. [locie Toro kak peakMOHHYIO CMECh OXJIAXJAIHU 10 KOMHAaTHON TeM-
TIepaTyphl, CMECh pa3AeisuI MEXAYy auxiopMmeraHoM (200 M) M HACHIIIEHHBIM BOIHBIM pacTBopoM NaHCOj;
(100 M), BomHyIO a3y 3kcTparupoBaiu guxiopMmeranoMm (100 M x 2), 0ObeIUHCHHBIE OPTaHHYCCKHE CIIOU
TIPOMBIBAJIA COJIEBBIM pacTBOpoM (50 M), BeicymmBany Hajg MgSO, 1 KOHIEHTPUPOBAIH C TTOTYICHHEM DTHII-
1-n3omponui-4-(3-MeTokcu-3-okconponanaMuo)-3-metui- 1 H-mupazon-5-kap6okcunara (11,7 r, 37 mMMmoub,
BBIXO1 >95%).
O1nin-4-(3-MeTokcH-3-oKkconponanaMuio)- 1 -(4-meroxcnbensmn)-3-metui- | H-nmupa3zon-5-kapOookcumaT
MOJTy4Yajii CXOIHBIM 00pa3oM U3 dTHI-4-aMuHO- | -(4-MeTokcnOeH3m)-3-MeTii- | H-mupa3zon-5-kapOokcunara.
Otuin-1-31In-4-(3-MeToKcH-3-0KcoIponanaMu1o0)-3-mMeTri- | H-nmupazon-5-kapOokcmiaTr nomydand cXon-
HBIM 00pazoM u3 3TiiI-4-amuHo- 1 -oTHin-3-metrin- 1 H-nupazon-5-kapOokcunara.
Orui-1-mukonponui-4-(3-MeTokcH-3-0KconponanaMu o )-3-metui- | H-mmpazon-5-kapOokcunaTr nosyda-
JIM CXOJHBIM 00pa3oM u3 dTHiI-4-aMHuHO- | -nmknonponui-3-metui- 1 H-nupa3zon-5-kapookcunara.
Ortun-4-(3-meTokcu-3-okconponanamMuo)-1,3-numeruin- 1 H-nupaszon-5-kapOoKcHiaaT Moixydaid CXOJHBIM
obpazom u3 aTui-4-aMuHO-1,3-muMeTwin- 1 H-nupason-5-kapbokcnnara.
(£)-Otun-1-(BTop-0yTIn)-4-(3-MeToKCH-3-0KCONpOomaHaMuI0)-3-MeTri- | H-mupason-5-kapOokcunar — mo-
Jydau cXOAHBIM 00pa3oM u3 (1)-3THin-4-aMuHO- 1 -(BTOp-OyTHIN)-3-MeTmi- 1 H-nupa3zon-5-kapOokcunara.
[Moxyuenne meTuin-5,7-auruapoxcu-1 -n3onponui-3-merui- 1 H-nupasono[4,3-bnupuaun-6-kapOokcunaTta

¥ H N
EtO,C J

N M602C
N

o \
Meozc\)LN [N
H

B pactBop a1mi-1-n3onponui-4-(3-mMeTokcH-3-0KcorpornaHaMuio)-3-mMetui- | H-nupazon-5-kapOokcuara
(12,5 r, 40 mmozb) B aTanone (200 mur) modasmsumu NaOEt (5,45 1, 80 mmoinb). Cmech nepemeruBanu mpu 20°C
B TeueHne 1 4. CMmech KoHIeHTpUpoBainu. Heounmenusi mpoaykT (10,62 r) mpuMeHsIN Ha CIeAYIONIeH cTaauu
6€3 IOTOIHUTENBHON OUUCTKH.

Metwmn-5,7-nuruapokcu- 1 -(4-metokcnbensnn)-3-metmi- | H-mupasono[4,3-b JnupuanH-6-kapOoKcuimaT mo-
JTydaqd CXOAHBIM 00pa3oM U3 3ThiI-4-(3-MeTOKCH-3-0KcomponaHamuo)-1-(4-merokcnoeH3wmn)-3-metmi-1H-
Upa3oi-5-kapbokcumara.

Mertwn-1-3tun-5,7-nuruapoxcu-3-metuin- 1| H-mupazomno[4,3-bmupunnH-6-kapOooKkcuaaT TOMydaldd CXOJI-
HBIM 00pa3oM u3 3THI-1-3THn-4-(3-MeToKcH-3-0KconponanaMuo)-3-metni- 1 H-nupazon-5-kapbokcuiara.

Merui-1 -nuknonponui-S,7-auruapoxcu-3-metit- 1 H-nupazono[4,3-b Jnrupuann-6-kapOokcunar — moiyda-
JM CXOIHBIM 00pa3oM M3 3Tui-1-nukinonponui-4-(3-MeTokcH-3-0KconponanaMuo)-3-merii- 1 H-nupason-5-
KapOOKcHIaTa.

Metun-5,7-muruapokcu-1,3-qumermn- 1 H-upaszono[4,3-b|mupuanH-6-kapOOKCHIAT TOXYYadH CXOJIHBIM
o6pazoM u3 3THiI-4-(3-MeToKCcH-3-0KconponaHaMuo)-1,3-qumerni- 1 H-nmpazon-5-kapOokcunara.

(¥)-Metun-1-(Brop-0yTin)-5,7-qurunpoxcu-3-metui- | H-nupazono[4,3-b Jnupuans-6-kapOokcmiiaT noiy-
Yauu  CXOAHBIM oOpaszom U3  (1)-oTHi-1-(Brop-OyTHi)-4-(3-MeToKCcH-3-0KconponanaMuo)-3-metui-1 H-
NHMpa3o-5-KapOoKcHIaTa.

[Monyuenne 1-nzonponui-3-metun-1 H-mupasono[4,3-bmupunun-5,7-auomna

OH »/ H 5/
M
e0,C a N\ N
| Y >
™ /
HO” N HO

N
[lepememmBanu cMmech  MeTHI-S,7-AUTUAPOKCH-1-n3onponmi-3-merii-1 H-nupazono[4,3-bnupuaun-6-
kapOokcunara (10,62 r, 40,04 mmons) B BogHOM pactBope NaOH (2u., 150 mi) mpu 110°C B Teuenue 6 u.
Cwmech oxnaxkaamu 1o 0°C, 3atem 100aBisuTi HachIEHHBIA BoHbIH pacTBop KHSO, ¢ perynuposanuem pH 1o

o
z

0
z
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2-3. [TomydeHHy10 cMech QUIBTPOBAIN M OCTATOK MPOMBIBAIH Bogoi (50 Mt x 3), 3aTeM BBICYIINBAJIH C TTOTY-
yeHrneM |-m3omnponmi-3-metwi- 1 H-iupa3zomno[4,3-b]mupuaun-5,7-auona (7 r, 32,43 mmons, Beixoa 81%).

'H SIMP (DMSO-d, 400 MT') & 11,02 (brs, 1H), 5,50 (s, 1H), 5,11-5,08 (m, 1H), 2,24 (s,3H), 1,37 (d,
J=6,8 T', 6H).

1-(4-Metokcubensmn)-3-metui- 1 H-upazono[4,3-bmupuans-5,7-110N MOJIydand CXOIHBIM 00pa3oM u3
METHII-S,7-TUTUAPOKCH- | -(4-MeTokcuOeH3mn )-3-MeTri- | H-mupasono[4,3-b JnupuanH-6-kapOokcunara.

1-Otmn-3-metun- 1 H-mupa3zoino[4,3-b jmupuann-5,7-110J TIOTydaTd CXOTHBIM 00pa3oM W3 METHII-1-3THii-
5,7-nurunpoxcu-3-metmi- 1 H-mupazono[4,3-b|mupuann-6-kapbokcuiara.

1-Iuxmonpornmi-3-metni- 1 H-mupazono[4,3-b JnupuanH-5,7-a101 TOTyYaid CXOIHBIM 00pa3oM U3 METHII-
1 -nukonponui-5, 7-murunpokcu-3-metui- | H-upasono[4,3-b JnupuaunH-6-kapOokcunara.

1,3-InmeTtnn-1H-mmmpazono[4,3-b jnupuaua-5,7- 110 MOITYyIaTd CXOIHBIM 00pa3oM U3 | -IUKIOMpOHiI-3-
MmeTwi- 1 H-mupasono[4,3-b Jnupunun-5,7-nuomna.

(£)-1-(BTOop-byTHmin)-3-meTun- | H-mupazono[4,3-b]mupunua-5,7-11051 MOTydald CXOIHBIM 00pazoM mu3 (£)-
meTuiI-1-(BTop-0yTnn)-5,7-quruapoxcu-3-metwit- 1 H-nupazono[4,3-b Jnrupuann-6-kapookcunara.

[Moxyuenwue 5,7-muxnop-1-n3onponui-3-merwi-1H-nupaszono[4,3-b]nupunina

OH \>/ cl ﬁ/
N POCI;

| ‘N —_— z N,
x> / ~ | /N
HO N cl N

IMepememmBanu cmech 1-u3onponmi-3-metwi-1H-mupa3zono[4,3-bmupuann-5,7-muona (3,50 r, 16,9
MMoutb) B hochopuntpuxmopuze (30 mi) mpu 80°C B Teuenne 18 4. Cmech nepeMeruBany mpu 85°C B TeueHue
emie 1 4. CMech KOHIIGHTPUPOBAIH U 3aTE€M MEIJICHHO T00aBIsLTH Boxy (50 M) ¢ MOCIEAYIOMNM H00aBICHHEM
HachlneHHoro BojgHoro pactBopa NaHCOj; ¢ perynuposanuem pH no 7. BoaHyto ¢asy skcTparuposanu STHII-
arietatoM (70 M x 3), 0ObeTMHEHHBIE OPTAHUIECKUE CIIOW ITPOMBIBAIIH COJIEBBIM pacTBOpoM (50 MII), BRICYIIIH-
Bayn Hax Na,SO4 1 KOHIEHTpHUpOBail. HeouneHHbIH MPOAYKT OYHIIAIIH C IIOMOIIBIO (idI-XpomMarorpaduu ¢
MOMOIIBIO TIeTposieiiHoro a¢upa:aTiianetata = 20:1, ¢ momydeHueM 5,7-auxiop-1-uzonpommin-3-metni-1H-
npasono[4,3-bluupuauna (3,50 r, 14,3 MmoIb, BeIxoa 85%).

'H SIMP (xsopodopm-d 400 M) § 7,28 (s, 1H), 5,48-5,41 (m, 1H), 2,62 (s, 3H), 1,57 (d, J=4,8 T'u, 6H).

Crenyromue COeAMHEHNUS MOTYYaIn TT0100HBIM o6pa30M'

A

5,7-nubpom-1-uzonponmi-3-metui- 1 H-mupazono[4,3-b jmupuann u3 1-m3omponmi-3-metun- 1 H-
nupazono[4,3-b]mupunun-5,7-muona u GochopuntpubpomMua;
'"H SIMP (xmopodopm-d 400 MTI') & 7,60 (s, 1H), 5,61-5,55 (m, 1H), 2,63 (s, 3H), 1,57 (d, J=6,4 I'r;, 6H);

Br //
fp

5,7-nubpom-1-s1tnn-3-meruin- 1 H-nupazono[4,3-bmupuana 1-3tun-3-metun-1H-nupazono[4,3-

b]mupunun-5,7-1mona u pochopunrpudpoMuia;

5,7-nuxnop-1,3-nmumertnn-1H-upazono[4,3-b|mupuaua u3  1,3-gumerwn-1H-mupazomno[4,3-b]mupunnH-
5,7-nuona u GocHOpIITPUXIOPUIA;
'H iMP (xmopodopm-d 400 MI'n) 3 7,29 (s, 1H), 4,29 (s, 3H), 2,60 (s, 3H);
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(£)-5,7-mubpom- 1 -(BTOp-0yTIUT)-3-MeTriT- | H-upazomno[4,3-bmupunun u3  (£)-1-(BTOp-OyTHII)-3-METHII-
1H-iupazono[4,3-b]nmupunun-5,7-anona u gpocdopuntpudpomuaa;

Br

AN

x> | /N
Br N

5,7-nubpom-1 -ruksonponui-3-metmi- 1| H-mupazono[4,3-b|mupuauas w3 1-muxronponi-3-metni-1 H-
npasono[4,3-b|uupuaun-5,7-nuona u pochopuntpudbpoMua;

'H SIMP (xmopodopm-d 400 MTI') & 7,63 (s, 1H), 3,99-3,88 (m, 1H), 2,57 (s, 3H), 1,41-1,38 (m, 2H), 1,22-
1,19 (m, 2H);

B pmB
2N,
S | /N
Br N

5,7-nuopom-1-(4-metokcubensmn)-3-metuin-1 H-nupazono[4,3-b]mupuana u3  1-(4-meTokcubensmn)-3-
metwi- 1 H-ntupasono[4,3-b]nupunun-5,7-mmona u ¢pochopunrpudbpomuna. Ionyuenue 5,7-mubpom-3-merui-
1H-nupazoino[4,3-b]mupununa

Br FMB
N
z | \N 3
N
Br N

HarpeBanu pactBop 5,7-1u6pom-1-(4-metokcnbensun)-3-metuin-1H-nupasono[4,3-b]nupuauna (650 wr,
1,58 mmoms) B TFA (5 mur) mpu 80°C B Teuenue 2 4. CMech KOHIICHTPHPOBAIH M OCTaTOK pactBopsuid B H,O (5
Mi). Cmech perymupoBanu 10 pH 7 HackimeHHBIM BoaHBIM pacTBopoM NaHCOj; 1 3KCTparupoBayiv dTHUJIAICTA-
ToM (20 M x 2). OOBeIMHCHHBIC OPTraHUYECKHE CIIOH poMbIBaH ¢ momonipio H,O (20 M), coneBoro pacteopa
(20 M), BeIcymmBain Hag Na,SOy4, GUIBTPOBAIM U KOHIICHTPUPOBAIH C TIOTydeHHEM 5,7-mudpom-3-metui-1H-
npazono[4,3-bmupuanaa (450 Mr, 1,55 MMons, BeIxon 98%).

[Mony4denne 5,7-nubpom-3-meTui- 1 -(okceran-3-un)- 1 H-mupazono[4,3-b Jrupuanna

Br
H Br
Z N, 0
N A NN,
> / — | N
Br N x V,
Br N

B pactBop 5,7-mubpom-3-metuin-1H-iupaszono[4,3-b]mupuauna (340 mr, 1,17 mmomns) B cyxom DMF (10
mit) mobasmsiiu 3-tiomokcerad (323 wmr, 1,76 mmone) u CS,CO; (762 wmr, 2,34 Mmmons). CMech HarpeBaid ¢ Mo-
MOIIIbIO MUKPOBOJTHOBOTO M3nydeHus npu 100°C B tedenune 1 4. CMech KOHIEHTPHPOBIN W A00ABISUIA BOAY
(20 mm). Cmecsh skcTparupoBainy dtuianetaroM (20 M x 2). OO0beTMHEHHBIE OPTAHUYECKHE CJIOU MPOMBIBAJIH C
nomornisio H,O (20 Mt x 2), conmsitHoro pactBopa (20 mi), BeicymuBaiu Hax Na,SO4, GUIBTPOBATN M KOHIICH-
TpupoBaiau. OCTaTOK OYMINAIH C TOMOIIBI0 (unI-xpoMaTtorpaduu Ha cumukarene (ot 0 no 50% stunanerara B
meTpoJeiHHOM 3¢upe) ¢ moiaydeHueM 5,7-nudpom-3-metui-1-(okceran-3-un)-1H-tupazono[4,3-b|mupuanna
(200 wmr, Berxox 49%).

[Monyuenwue (-)-5,7-nudpom-1-(Brop-0yTIun)-3-merun-1H-upazono[4,3-b|uupuauna u (+)-5,7-quépom-1-
(BTOp-OyTHIN)-3-MeTHII- | H-mupazono[4,3-b|mupuanna

Br:

Ounmiamu  (1)-5,7-mubpom-1-(BTop-0yTIun)-3-MeTmi- 1 H-nupazono[4,3-b|mupunus (2,2 1, 6,34 MMOIB)
mBaxapl ¢ momompbio SFC ¢ momydenumeM  (+)-5,7-aubpom-1-(BTop-0yTHin)-3-metun-1H-mmupa3zono[4,3-
blmupuamaa (800 wmr) (Rt = 6,25 wmuH) u (-)-5,7-1u6pom-1-(BTOp-0yTHN)-3-MeTnia-1 H-tmpazono[4,3-
bmupuamaa (900 mr) (Rt = 6,28 MuH).

(+)-5,7-Audpom-1-(BTOp-0yTIin)-3-metni-1 H-mupazono[4,3-b Jnupuans;

'H SIMP (xmopodopm-d, 400 MI'n): & 7,60 (s, 1H), 5,41-5,32 (m, 1H), 2,63 (s, 3H), 2,13-2,07 (m, 1H),
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1,87-1,83 (m, 1H), 1,54 (d, J=6,4 T'ri, 3H), 0,79 (t, J=7,6 Ty, 3H). SFC-MS: tg = 6,25 mun, ee%=100%; [a]p™ =
2,60 (c = 1,0, muxyiopMeTaH).

(-)-5,7-dudpom-1-(Brop-OyTmn)-3-meTun- 1 H-mupazono[4,3-b Jnupunus;

'H SIMP (xsopodopm-d, 400 MT'): & 7,60 (s, 1H), 5,41-5,32 (m, 1H), 2,63 (s, 3H), 2,13-2,07 (m, 1H),
1,87-1,83 (m, 1H), 1,55 (d, J=6,8 T, 3H), 0,79 (t, J=7,6 T, 3H). SEC-MS: t = 6,5 mun, ¢%=97,87%; [a]p™ =
-2,90 (¢ = 1,0, nuxiopmeraH).

Vcnosue SFC 1.

[Mpu6op: Thar SFC-1; kononka: (s,s) WHELK-01 (250 MM x 30 MM, 5 MxMm); moasrkHas daza: A: cBepx-
kputndeckuii CO,, B: nzonpommiossrii crimpt (0,1% NH3;H,0), A:B = 85:15 npu 60 Mi/MHH; TEMII. KOJOHKH:
38°C; naBnenue Ha pacnsumtene: 100 6ap; remneparypa pacnsuturenst: 60°C; Temneparypa ucnapurens: 20°C;
Temneparypa Tpummepa: 25°C; nnuHa BoaHbL: 220 HM.

Vcnosue SFC 2.

[Mpubop: Thar SFC-13; komonka: (s,s) WHELK-O1 (250 mm x 30 MM, 5 MKkM); nmoapmkHas daza: A:
ceepxkputuaeckuit CO,, B: nzonpormmnossiit cimpt (0,1% ZNH;H,0), A:B =85:15 npu 60 mu/mMuH; TemIr. Ko-
nouku: 38°C; naBienue Ha pacnsuinterne: 100 6ap; remneparypa pacnsumtesst: 60°C; TeMneparypa ucrapure-
1s1: 20°C; TeMnepatypa TpumMepa: 25°C; qnuHa BosHbL: 220 HM.

[Monyuenune 4,6-n1uOpOM-2-METHIIMTAPUANH-3-aMUHA

Br IN\ Bry, ACOH  BF |N\
—— Z

Z “NH, NH
Br

OxJtaxaany pacTBop 6-6pom-2-meTunnupuanH-3-amuaa (24 1, 128 mmoins) 1 AcOH (14,7 mi, 257 MMoutb)
B MeOH (200 M) mo 0°C, no6asnsuiu Br, (36,9 r, 230,9 Mmmons, 11,9 mi) u nepememmBanu npu 0°C B TeUcHHE
5 4. CMech racwiii HacBIMEHHBIM BOJAHBIM pacTBopoM Na,SO; (500 mur), skctparupoBanu dtuianeratom (300
M1 x 3). Opranudeckuil cioil IpOMBIBaIM CONEBBIM pacTBopoM (200 mi), BeicymuBany Hax Na,SO4 U KOHIEH-
TpupoBanHM in vacuo. OCTaTOK OYHWIIAIKA C TIOMOIIBI0 XpoMarorpaduu Ha CcuiIHKarene (TeTpoSIeHHBIN
a¢up:sTHIaneraT = 2:1) ¢ momydenneM 4,6-1uopom-2-meTrnnupuanH-3-amuHa (30 T, BeIxox 87%).

[Monyuenue 5,7-nubpom-1H-nmupazono[4,3-b|nmupuauHa

Br: N )\/\ ANy
I N o) o) Br: N\ A
/ —— | 'N
NH, Z

N
Br Br

K cmecu 4,6-mubpom-2-metmmupunni-3-amuaa (15,0 r, 56,4 mmons) u AcOK (13,8 1, 141 MMoub) B
AcOH (30 M) 1 Tomryone (200 M) mob6asmsuti m3omeHTHTHATPUT (13,2 1, 112,8 MMoip). CMech niepeMenuBain
npu 25°C B Teuenue 1 4, 3aTtem npu 60°C B Teuenue 19 4. CMech KOHICHTPUPOBAIH in vacuo, pa30aBIisuId BO-
noit (300 mu1) u skeTparupoBany dtuianeratoM (200 mir x 2). OpraHuueckuid CIod NPOMBIBAIIU COJIEBBIM pac-
tBopoM (100 mur), BeIcymmBasim Hag Na,SO, W KOHIEHTPHUPOBAIW in vacuo ¢ noxyderueM 5,7-gubpom-1H-
npazoino[4,3-bmupuamaa (5,4 T, Be1xon 30%).

[Monyuenwne 5,7-nubpom-1-3TrII- 1H -tipasono[4,3-b] HI/IpI/I,I[I/IHa

Br
\\ \\
/N

K cmecn 5,7—;(H6p0M-1H—rmpaaono[4,3-b]anHz[HHa (Ir,3,6 MMOHL) n CS,CO5 (12,4 1, 7,2 MMoIB) B 6€3-
BogHoM DMF (10 mur) no6asmnstnu omaran (0,8 1, 5,4 Mmoib). Cmeck nepememusaiu npu 0°C B reuenue 0,5 4.
Cwmech pazbasinsun Bogoit (20 mut), skcTparupoBany stuitaneraroM (30 mi x 2). OpraHuueckuii ol mpoMbIBa-
1 Bozo# (20 mut), coneBbIM pacTBOpoM (20 MIT) U BEICYITHBAIH ¢ TOMOIIEI0 Na,SO,, KOHIIEHTPUPOBAIH in vac-
uo. OCTaToK OYHINAIN C IIOMOINBI0 XpoMaTorpadun Ha criinKarene (metTpoiieiusii d¢up:sTunanerat = ot 10:1
1o 5:1) c nomyyenuem 5,7-1ubpom-1-3tri-1H-nmpazomno[4,3-b]mupununa (0,56 T, Beixoa 51%).

'H SIMP (DMSO-d¢ 400 MT'r) § 8,37 (s, 1H), 7,98 (s, 1H), 4,72 (q, J=7,2 Ty, 2H), 1,42 (t, ]=7.2 T', 3H).

Crnenyromue coeTMHCHHS OTYYaly MOJOOHBIM 00pa3oM:

Br N

5,7-nubpom-1-uzonponmi- 1 H-mupazono[4,3-b]Jmupunun u3 5,7-mubpom-1H-upa3zono[4,3-b|mupuanna u
2-HOATIPOIIaHa;
'H IMP (DMSO-d, 400 MT'nr) § 8,36 (s, 1H), 7,94 (s, 1H), 5,62 - 5,55 (m, 1H), 1,49 (d, J=6,0 ', 6H);
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Br. N\ N
| N
Z~N
Br k\

5,7-nmuopom-1-nponmi-1H-nupazono[4,3-b]nupunun u3 S,7-aubpom-1H-nupazono[4,3-blnupuauna n 1-
HoampornaHa;

'H SIMP (xnopodopm-d 400 MI'm) & 8,14 (s, 1H), 7,64 (s, 1H), 4,67 (t, J=7,2 T, 2H), 1,98 - 1,89 (m, 2H),
0,94 (t, J=7,6 T'u, 3H);

Br: N\ N
| N

A ~N

Br \

5,7-mubpom-1-meTmi-1 H-mupaszono[4,3-bmupunun u3 5,7-mub6pom-1H-mupazomno[4,3-b]mupuauna u ion-
MeTaHa;
'H iMP (xmopodopm-d 400 MI'n) 3 8,13 (s, 1H), 7,64 (s, 1H), 4,38 (s, 3H);

Br N\ N

I N

Z =N

Br )\/

(¥)-5,7-mubpom-1-(BTop-6yTni)-3-metni-1 H-nupazono[4,3-b Jmupunun u3 5,7-mubpom-1H-nmupaszono[4,3-
b]mupununa u (+)-2-iiondyraHa.

[onyuenne (+)-5,7-mubpom-1-(Brop-0yTnn)-1H-mupazono[4,3-blmupuanaa u (-)-5,7-au6pom-1-(BTOp-
Oyrtun)-1H-upa3zono[4,3-b]mupunnna

Br N\ Br N\ N Br N\ N
| N | N I N
4 N’ —_— = N’ 4 N'
Br )\/ Br )\/ Br )""/

(¥)-5,7-Aubpom-1-Brop-OyTrnnupazono[4,3-bJmupuann (5,2 r, 15,6 Mmoib) pasnpensum ¢ nomoinsio SFC
nocpencTBoM koJioHku: AD (250 mm x 50 MM, 10 MkMm); monsmkHas ¢asa: [0,1% NH;H,O B u3omponmioBom
cumpte]; B%: 20% - 20%, MuH.

(+)-5,7-Mu6pom- 1 -(Brop-6yTI)-1 H-mupazono[4,3-b]mupumus (2,5 1) (Rt = 3,137 mun) ([a]p™ = 1,40) (c =
1,0, atanomn).

(-)-5,7-Jlu6pom- 1 -(Brop-6yTin)-1 H-mapazomno[4,3-b]mupuaus (2,5 r) (Rt = 2,808 mun.) ([a]p™ = -1,60) (c =
1,0, atanomn).

[Momydenne 5-xyop-1-m3onponun-N-(4-MeToxkcudensmn)-3-metmi- 1 H-nmupazono[4,3-b] mupuana-7-amMmuHa

Q
T
N
z
z =z
I\/
Z\

O\

B pactBop 5,7-muxnop-1-uzonponmi-3-metwn- 1 H-nmupasono[4,3-b|mupuanna (100 mr, 410 mMxmons) u (4-
MeTokcueHmn)MetanaMuHa (67 mr, 492 mxmons, 64 M) B NMP (5 mur) mobasnsmn CsF (124 mr, 819 MKMOJIb,
30 mxim). Cmech nepememuBany npu 100°C B Teyenne 18 4. loGasmsum Boxy (20 M) ¥ cMech pUIBTPOBAIH U
KOHIIEHTPUPOBAJIH in vacuo. HeounieHHyro cMech OYMINAIN C MOMOIIBIO (hdII-Xpomarorpaguu ¢ MOMOLIBIO
nerposieitnoro s¢upa:sTunanerara = 3:1, ¢ nonydenueM S5-xiop-1-uzonponuin-N-(4-MeToOKCHOeH3MIT)-3-MeTHII-
1H-mupa3zomno[4,3-b]mupuaun-7-amuna (80 Mmr, 215 MkMoITh, BEIX0T 53%);

'H SIMP (xopopopm-d 400 MI'm) & 7,32 (d, J=8.,4 I'n, 2H), 6,95 (d, J=8,4 T'u, 2H), 6,39 (s, 1H), 4,79 (brs,
1H), 4,70-4,63 (m, 1H), 4,39 (d, J=4,4 I'y, 2H), 3,85 (s, 3H), 2,56 (s, 3H), 1,57 (d, J=6,4 ', 6H).

[Monmyuenne 5-(2-aTokcunupuanH-3-un)- 1 -u3onponun-N-(4-MmeTokcuben3mn)-3-metmi- 1 H-nmupaszono[4,3-
b nupuana-7-amuHa
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B pactBop 5-x50p-1-u3onpommi-N-(4-meTokcnOen3mwn)-3-metui- 1 H-nmupazono[4,3-b Jnupuaun-7-amuna
(60 wmr, 174 wmxmonp) B gmokcane (2 mum) u H,O (0,5 ™) npo6asmsumm  Pd(1,1'-0uc(nudenn-
¢docouno)peppouen)Cl, (25 mr, 35 mxmons) u CS,CO; (141,72 mr, 435 mMxmonb) u (2-3TOKCHIMPHIUH-3-
M1)00pOoHOBYIO KUCHOTY (52 Mr, 313 MkMomn). CMeck nepemernmBany npu 100°C B Tedenue 1 9 mpu Harpesa-
HHUH C TIOMOIIBI0 MUKPOBOJIHOBOTO M3irydeHus. JloGasmsuim Boxy (30 Mi1) M cMeCh IKCTParupoBaJIi THIIAIETa-
ToM (30 Mt x 3). OObeqMHEHHBIE OPraHUYECKHUE CIIOM POMBIBAIN COJIEBBIM pacTBOpoM (20 Mir), BRICYIINBAIN
Hag Na,SO4 u KoHIeHTpUpoBaiu. HeounineHHyro cMech OUHINAIN ¢ IOMOIIBIO (II-XpomMaTorpaguu ¢ IoMo-
mplo  TeTposeiHoro sdupa:dTrnanerata = ot 1:1 mo 0:1, ¢ momydeHueMm 5-(2-3TOKCUMUPUIUH-3-HIT)-1-
n3onponmi-N-(4-meTokcnbensmn)-3-metui- | H-nupasono[4,3-bmupunna-7-amuna (50 Mr, BeIxox 67%);

'H SIMP (xopodopm-d 400 MI'm) & 8,27-8,25 (m, 1H), 8,17-8,16 (m, 1H), 7,32 (d, J=8,8 I'n, 2H), 7,22 (s,
1H), 7,03-7,00 (m, 1H), 6,95 (d, J=8,4 ', 2H), 4,81-4,76 (m, 1H), 4,65 (brs, 1H), 4,47-4,41 (m, 4H), 3,84 (s,
3H), 2,65 (s, 3H), 1,60 (d, J=6,4 'y, 6H), 1,36 (t, J=7,2 I'u, 3H).

Crieyromuye COeTUHEHS:

5-(2-dbropriupuana-3-nn)- 1 -u3onponmin-N-(4-meTokcubdensmn)-3-metui- 1 H-mupazomno[4,3  -b|mupuaun-7-
aMUH

9
N N\
F l S

MOJy4eHHBIH U3 5-0poM-1-m3onponun-N-(4-metokcndensmn)-3-metmi-1 H-mupaszono[4,3-b]mupunus-7-aMuHa 1
(2-proprmpuanH-3-1)60POHOBOM KUCIOTHI;

3-(1-uzonponui-7-((4-mMmeTokcubeH3mI)aMuHO)-3-MeTriI- | H-nupa3zono[4,3-b | mupunus-S-ni1) mapuIH-
2(1H)-on

MOJy4eHHBIH U3 5-Xx10p-1-n3onponni-N-(4-meTokcnbensun)-3-metii- 1 H-nupazono[4,3-b] nmupuanH-7-amuHa 1
(2-0xco-1,2-muruaAponHPUANH-3-HI1)00POHOBON KUCIOTHI, TTOJIYYaId MMOJ00OHBIM 00pa3oMm.
[Monyuenne 5-(2-3TokcUnupuarH-3-11)- 1 -u3onponwi-3-metwi- 1 H-mpa3zono[4,3-b jmupuann-7-aMruHa

[MepememmBanu pactBop S5-(2-3TOKCHITUpUANH-3-1)-1-u30npormi-N-(4-meTokcnoen3mn)-3-metmi-1 H-
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nupasono[4,3-b]mupunun-7-amuna (1,25 r, 2,90 mmoins) B TFA (15 mur) ipu 60°C B Teuenne 18 1. CMech KOH-
[EHTPUPOBAIHN U OCTAaTOK pacTBOpsutd B tmnanerare (200 mi). [TomydeHHYI0 cMECh TIPOMBIBAIN HACHIIIICHHBIM
BoAHbIM pacTBopoM NaHCOj; (30 M), coseBbIM pacTBopoM (20 mut), BeicymuBaiu Hag Na,SO4 U KOHIEHTPUPO-
BaH. HEOUHIEHHYI0O CMECh OYHINAIU C MOMOIIBI0 (BI3mI-xpomarorpaduu ¢ MOMOIIBIO METPONiciiHOTO -
pamTIimanerata = ot 3:1 mo 2:1, ¢ momydeHueM S-(2-3TOKCHMHMPUANH-3-1)- 1 -m3omponmi-3-meTri-1 H-
npazoino[4,3-bmupuana-7-amunaa (900 mr, Berxox 96%).

Crienyromuye COeTUHSHS:

5-(2-sToxcunupunun-3-mn)-3-metun- 1 H-nupaszono[4,3-bnupuaun-7-amuH;
| A
N A /N

0 X |

\'N
N
g T~

1-m3omnponuin-3-meTui-5-(2-nmponokcunupuauH-3-mi)- 1 H-nmupazomno[4,3-b]mupuana-7-aMuH,

1-(BTOp-0yTHI)-5-(2-3TOKCHTTUPUINH-3 -111)- | H-TImpazono[4,3-b Jnupunun-7-amuH, sHaHTHOMED 1, TONY-
YeHHbIH u3 (+)-5,7-1u6pom-1-(BTop-0yTHin)-1H-nupaszono[4,3-bnupuauna;

1-(BTOp-0yTHI)-5-(2-3TOKCHTTUPUIMH-3 -111)- | H-TIMpazomno[4,3-b Jnupunun-7-aMuH, 3HaHTHOMED 2, TOJY-
YeHHbIH u3 (-)-5,7-1ubpom-1-(Brop-0yTHi)-1H-nupazono[4,3-bnupuanna;

1-(BTOp-0yTHII)-5-(2-3TOKCUITUPUINH-3 -111T)-3-MeTHi- | H-ntupasono[4,3-bnupuaun-7-aMuH, SHaHTHOMED
1, mosry4enHslit u3 (+)-5,7-nu6pom- 1-(BTop-0yTHi)-3-metni-1 H-nupazono[4,3-b nupuanna;

1-(BTOp-0yTHI)-5-(2-3TOKCUTTHPUANH-3-1)-3-Me T - | H-tupazomno[4,3-b|mupuaua-7-aMuH, SHAHTHOMEP
2, OJTy9eHHBIH U3 (-)-5,7-n1ubpom-1-(BTop-0yTHin)-3-MeTmi- 1 H-mupazono[4,3-b Jrupuanna;
1-m3omnponui-5-(2-MeTokcunmupuanH-3-mi)-3-mMetui- | H-nupasono[4,3-b jnupuaun-7-aMuH
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MOJTy4EHHBIH u3 1-m3omnpormin-N-(4-MeToKkCcHOeH3MIT)-5-(2-MEeTOKCUITUPUANH-3-11)-3-MeTrit- 1 H-
npasono[4,3-b|nupuauH-7-aMuHa;
5-(2-(muMeTHIaMHIHO ) TUPUANH-3-11)- 1 -n3onponui-3-metwi- 1 H-nupasono[4,3-bnupuaus-7-aMuH,

NH, )\

MOJYYeHHBIH M3 5-(2-(IuMeTHIaMUHO ))TUPUINH-3-11)- | -u3onponmi-N-(4-metokcnbensmn)-3-metnn-1 H-
npasono[4,3-b|nupuauH-7-aMuHa;
3-(7-amuno- 1 -m3onponun-3-metri- 1 H-nupazono[4,3-b Jnupuan-5-mn)mupuans-2(1H)-on

NH, )\

nostyaeHHbI 13 3-(1-u3onponmi-7-((4-MeTokcuOeH3mI )aMIiHO )-3-MeTwi- 1 H-tupazono[4,3-b|mupuaua-5-
nn)mapunni-2(1H)-oHa, momydani mogo0HsIM 006pa3om.
[Momyyenwne 3tmn-3-meTun-1,2,4-okcaauaszon-S-kapOoKcuuaTa

NH
)%':,OH ¢
o —
o Q"N
N

O
Cl

B pactBop 3THI-2-X710p-2-0KCcoaneraTa (1 T, 13,5 mmons) u mupuauna (4,27 r, 54 MMoIs, 4,36 mMi1) B TU-
xyiopmertane (40 mi) gobasmsum nipu 15-20°C N'-ruapokcuanerumuaamun (2,40 r, 17,5 mmons, 1,96 mi). Pac-
TBOp nepeMemmBaiy pu 50°C B TeueHue 14 4. PeaknimoHHYI0 CMeCh OXJIaXIalli U TaCHJIM HACHIIIICHHBIM BOJI-
HeIM pacTBopoM NH,CI (30 mir). Boanyto ¢asy skcTparupoBaiy guxjaopMeTaHoM (2x50 mir).

Oprannueckue (aszpl 00bEIMHSUIIN, TPOMBIBAIN HACHIIIEHHBIM BOAHBIM pacTBopoM NaHCO; (50 mu), BBI-
cymmuBamu Hax MgSO,, GUIBTPOBAIN U KOHIICHTPUPOBAIH MPH MOHMKEHHOM JABJICHUH C TIOJTYYCHUECM 3THII-3-
MeTria-1,2,4-0kcaauason-S-kapookcmnata (2,80 r, Berxox 44%).

[Monyuenne (3-metuin-1,2,4-okcaauazon-5-ui)meraHona

d HO
OO 1
X R,
QN N=Q
=
B pactBop 3THI-3-MeTHi-1,2,4-0kcanua3on-5-kapookcmnara (2,10 r, 13,5 mmons) B THF (10 mu) u 3Tano-
na (10 mu) mo6asnsmm NaBH, (1,02 1, 26,9 mMous) ipu 0°C. Cmech nepememmBany npu 0°C B Teuenue 1 d.
CMech racuiiy HaChIIEHHBIM BOAHBIM pacTBopoM NH,Cl u xoHIIeHTpupoBanu in vacuo. OcTaToOK pacTBOPSIIH B
muxyopmerane (50 mi) u ¢unbTpoBany; GuibTpaT BeIcymuBany Hax Na,SO4 M KOHIEHTPHPOBAIH in vacuo C
nony4yenueM (3-metui-1,2,4-okcaauazon-S-mwi)meranona (800 mr, Berxox 52%).
[Monyuenne 3-metuin-1,2,4-okcaama3on-5-kapoambaeruaa
HO.

)
- A
A

Q" N
\ \
N=( N={

OxJtaXkaany pacTBop okcammixiopuaa (267 mr, 2,10 mmons, 184 Mxi) B cyxoMm muxiiopMerane (5 M) 10
-78°C u 3arem nodasmstiin DMSO (219 wr, 2,80 Mmmois). Cmeck nepemerinBaiy npu -78°C B Teuenne 15 mMuH.
Job6asnsumm pactBop (3-metun-1,2,4-okcagnazon-S-un)meranona (80 mr, 0,70 mmoins) B muxiopmerane (0,5 i)
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mpu -78°C. Cmech nepeMentnBaim npu -78°C B teuenue 1 4. 3atem noGamisum tpudTriamuH (0,58 mi, 4,2
MMoutb) mipu -78°C. Cmech HarpeBanu 10 20°C u nepememuBamu ipu 20°C B Teuenne 1 4. CMech BBIIMBAIH B
11. Bogubiit pactBop HCI (5 mi). CMmech skcTparupoBanu auxiiopmeranoM (20 mi x 2). OObequHEHHBIE OpTa-
HUYECKUE CJIOM TpoMbIBany ¢ nomouipio HyO (20 mim), BeicymmBanu Hax Na,SO,, GUIBTpOBaIM M KOHIIEHTPHU-
poBai ¢ mony4eHueM 3-mMeTui-1,2,4-okcanua3on-5-kapoansaeruaa (80 mr).

'H SIMP (xnopodopm-d 400 M) & 9,97 (s, 1H), 2,55 (s, 3H).

[Monyuenne 1-metnn-1H-1,2,4-rpnazon-3-kapbanbaeruia

OH J:/o
YN LY
\ \

K cmecu (1-metmn-1H-1,2,4-tpuazon-3-um)meranona (400 mr, 3,54 mmons) u Hogbensonauanerara (1,25 ,
3,89 mmous) B auxiopmerane (10 mun) mobasmsiim TEMPO ((2,2,6,6-TeTpameTrimnunepuus-1-um)okenn) (56
MT, 354 MkmoIb). CMmech nepememmuBany npu 15-20°C B Teuenue 2 4. CMech KOHIIEHTpUPOBaH in vacuo. Ocra-
TOK OYHIIANIK C TIOMOIIBIO XpOMaTOTpauu Ha CHIHKareie (MeTpoJIeHHbIN Apup:dTHianeTatr = 1:2) ¢ noixy4eHu-
em 1-metmi-1H-1,2 4-tpuason-3-kap6amsaeruna (300 mr, 2,70 MMoib, BeIxo 76%).

'H SIMP (xsopodopm-d 400 MI'r) § 10,01 (s, 1H), 8,19 (s, 1H), 4,06 (s, 3H).

[Momydenune >Twin-2-(2-ane THITHAPa3uHII)-2-0KcoaleTaTa

0

o 0

o - HN N
,NHz - I
H Oj/NH o}

B pactBop aneroruapasuna (5 r, 67 mmons) B quxiaopmerane (150 mur) mobasisim N-3TOKCHKapOOHMII-2-
3TOKCH-1,2-muruapoxunonuH (16,7 r, 67 MMmonb). Cmech niepememuBanu npu 15°C B Teuenne 10 muH. 3aTem B
CMeCh JT00aBISUTH O KaIUIAM dTHI-2-XJI0p-2-okcoarerart (9,22 r, 67,5 mmonsb, 7,56 ). CMech mepeMeInBaid
npu 15°C B Tedenne 16 4. Cmech npombiBasid ¢ oMornbio H,O (100 mi1) 1 9KCTparupoBalid AUXJIOPMETAHOM
(100 M x 3). O6beauHEHHBIE Opranudeckue (Ha3pl BeICymmBaId Hax Na,SO,4 M KOHIEHTPUPOBAIH TIO]T BaKyy-
MoM. OCTaToK OYHINAIN C TIOMOIIBIO KOJOHOUHOH Xpomarorpaduu (SiO,, merponeiiHblii a¢up:sTHiIanerar = ot
1:0 no 0:1) ¢ nomyyennem 3Tmi-2-(2-aneTHIATHApa3uHm)-2-okcoarerata (9,30 r, Berxon 79%).

[Momyuyenne 3tmn-S-meTwi-1,3,4-Traua3omn-2-kapookcunara

o] o]
o)
AN S
Oﬁ/NH O N-N
B pactBop aTmi-2-(2-aneTwiruapasnnani)-2-okcoarerara (3 T, 17 mmons) B THF (100 mur) mo6asisimu pea-
renT JlaBeccona (7,66 r, 19 mmonb). Cmeck nepemermBainy npu 75°C B Teuenne 3 4. Cmech pa30aBisuiy 3THII-
arieraroM (500 M) n nobGasistiu npumepHo 40 r obecBeunBatomero yrisi. Cmecs nepemennsany npu 18°C B
teyeHune 16 4. Cmech GpmibTpoBasid. OUIBTPAT KOHIIEHTPHUPOBAIHU 10 BakyyMoM. OCTaTOK OYHIIAIN C TIOMO-
b0 KOJIOHOYHOH Xpomarorpaduu (SiO,, merponerinsiii 3¢gup:dTHinaneTaT = 3:7) ¢ MOIyYEeHHUEM ITHI-5-METHII-

1,3,4-tnannazon-2-kapooxcniara (921 mr, Berxon 28%).
[Monyuenne S-metuin-1,3,4-tnaamazon-2-kapoambaeruaa

o) fo
\<\S\”)Lo/\ —_ |\{/ s
N-N N={

K pactBopy stHn-5-metmi-1,3,4-tnanuazon-2-kapookcmnara (400 mr, 2,32 mmois) B cyxom THF (5 mu)
no6asisiu o Karsim DIBAL-H (runpun nunzo0ytunamomunus) (1M B Toyone, 6,97 mir). CMech nepemMenin-
Basn 1ipu -40°C B Teyenue 2 4. CMech TacHiIM HachIIIeHHBIM BOAHBIM pacTBopoM NH,Cl (5 mi) u ¢pmisTpoBany.
PactBop skcTparupoBanu auxiopmeranoM (15 mir x 3). OObetMHEHHbIE OpraHndeckre (asbl BHICYIINBAIN HaJ
Na,SO, ¥ KOHLUEHTPHUPOBAIHM NOA BakyyMoM. OCTaTOK OYHIIANU ¢ MoMoIsio npenapatuBHoit TLC (nerposeii-
HBIH 3¢up:aTHmanerar = 1:1) ¢ moryuenuem S-metni-1,3,4-tnagnaszon-2-kapbanpaeruaa (123 mr, Berxox 41%).

'H iMP (xmopodopm-d 400 MI'n) 5 10,19 (s, 1H), 2,92 (s, 3H).
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[Monyuenwne (S-metuntroden-3-ua)meraHona

HO_,O HO
—_—

7 //

s/ S

B pactBop S-metmntnoden-3-kapbonoBoit kuciaotsr (300 mr, 2,11 mmons) B THF (10 mur) meanieHHO 10-
6assm LiAIH, (120 mr, 3,17 mmons) npu 0°C. Cmech nepememuBainu npu 20°C B tedenue 2 4. JJoOasmsu
Boay (0,3 mur) mpu 0°C ¢ rameHreM peakIMOHHON CMeCH ¢ TIOCIEAYIONHM nobaBieHueM 15% BOTHOTO pacTBO-
pa NaOH (0,3 mu). B cmech no6asmsuin atrnanerat (50 mir), cMech (GUIBTPOBAIN U OCTATOK TPOMBIBAIIH THII-
anieratoM (20 M1 x 2). O0beanHEHHBIE GUIABTPATH! BRICYIINBAIN Hag Na,SO, 1 KOHIEHTPUPOBAJIH C TOTyYESHHU-
eM (5-metuntuoden-3-un)meranona (270 mr).

[Tonydenne (5-MeTHIIOKCA3071-2-MIT)METaHOIA

/ACE\\(O\/ - /QLOH
0

K peakimonHoii cmecn 3Tui-5-MeTHiokcaszon-2-kapookcunara (500 mr, 3,22 MMonb) B ataHose (10 mur)
nobasnsiim NaBH, (609 mr, 16,10 mmons) mpu nepememuBanuu pu 20°C. 3aTeM MoJIydeHHBIH pacTBOp Tepe-
mermmBaiy 1pu 20°C B Teuenue 3 4. PeaknmmoHHyI0 cMech Tacuin Bomo# (50 MiT), 3aTeM KOHIIEHTPUPOBAIH TPH
TTOHIKEHHOM JaBJICHUH C yAalleHueM dTaHojia. OctaTok dkcTparuposanu stuiameratoMm (50 mi x 3). O6benn-
HEHHbIE OPTaHUUYECKUE CIIOM MPOMBIBAIU COJIEBBIM pacTBopoM (10 mi), BeicymuBanu Hajx Na,SO4, KOHIEHTPU-
poBaiu ¢ nonyyeHneM (5-MeTHIoKca3oI-2-mi)MeTaHomna (364 mr).

[Monmyuyenue S-metunTroden-3-kapOanpaeruaa

HO /o
2 —_— 7
J J
S S

B pactBop (5-metuntuoden-3-mwr)meranona (270 mr, 2,11 mmons) B auxinopmerane (10 mir) n1o6aBisiiu
pearent [lecca-Maptuna (1,1,1-tpuanerokcu-1,1-mquruapo-1,2-6ensitogokcon-3(1H)-on) (1,07 r, 2,53 Mmob).
Cwmech nepememmBany npu 20°C B Teuenne 1 4. CMech QUIBTPOBAIN M OCTATOK MPOMBIBATH AUXJIOPMETAHOM
(30 mu1), 0OOBEIMHEHHBIC OPTAHUYECKUE CJIOM KOHIICHTPHPOBATH. HEOUHIIEHHYI0 CMECh OYHMIIAIH C MOMOIIBIO
(hma-xpomarorpaduu ¢ MOMOIIBIO METPONICHHOTO ddupa:dTiuianeTara = 5:1, ¢ MOTyd4eHHEM S-METUITHO(CH-3-
kapOanpneruaa (180 mr, 1,43 MMois, BeIxox 68%).

'H SIMP (xopodopm-d 400 MI')) & 9,81 (s, 1H), 7,89 (s, 1H), 7,20 (s, 1H), 2,51 (s, 3H).

[Tomo6HBIM 00pa30M MOTYJaH CIEAYIONMINE COSTUHEHIS:

5-MeTuIoKca3on-2-kapoanpaerua u3 (5-MeTUI0KCca30I-2-1il)METaHOIa;

3-MeTHIIM30KCa30JI-5-KapOoabaeru 1 U3 (3-MeTHIN30KCa30J1-5- 1) MeTaHoa;

5-metuin-1,2,4-oxcaauazon-3-kapoanpaerun u3 (S-metui-1,2,4-okcanna3on-3-ui)MEeTaHoIa;

1,5-mumernn-1 H-tmpazon-3-kapoanpaerun u3 (1,5-mumerwn- 1 H-mupaszon-3-mn)meraHona.

[Monyuenne 1-((1-aMUHOITHIT)THO)-3-XJIOPIIPOTIaH-2-0HA

o}

o J_o
S 0

HZN)]\ - = HNj/S\)J\/CI

Jlo6aBnsanm 1o karusiM pactBop stantHoamuaa (1 r, 13,3 mmons) B ametone (7 mur) K pactBopy 1,3-
JquxJyoprponan-2-ona (1,69 r, 13,3 Mmmoins, 1,66 mir) B anterone (5 mun) pu 20°C u nepememmsanu mpu 20°C B
tederne 12 4. CMech GUIBTPOBAIN U 0CaZ0K Ha (GHUIbTpe TMpoMbiBany anetoHoM (10 mi x 3) ¢ momydeHuem 1-
((1-aMuHOATHIT) THO)-3-XJIOPIPOIAH-2-0Ha.

[Monyuenue 4-(XI0pMETHII)-2-METHITHA301A
Cl

0]
HNg s M _c — %N
j/ s—'«
[MepememmBanu cmech 1-((1-amuHOATHIN)THO)-3-X70pTIponiaH-2-oHa (3 T, 17,9 MMonb) B aTanoie (30 mi)

mpu 80°C B Teuenne 2 4. CMech KOHIEHTPHPOBAIN in vacuo C MoJIydeHHeM 4-(XJIOPMETHI)-2-MEeTHITHA30JIa
(2,971).
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[Monyuenne 2-((2-MeTHATHA30I-4-1IT)METHI)U30UHIOIHH- 1 ,3-T0HA

(0]
O,
cl ©:(\<NH
0 N

7 /N e ——— o
s—« @
L

K cmecn 4-(xmopmerwn)-2-metuntrazona (2,80 r, 19,0 MMons) u M30MHAONWH-1,3-AM0Ha B OE3BOJHOM
DMF (30 mi) mobasmsumu K,COs (1,31 1, 9,49 mmonb). Cmech mepemerimBaiu npu 100°C B teuenue 0,5 4.
Cwmech pazbasisun Bogoit (50 mut), skcTparupoBany stuitaneraroM (50 mi x 2). OpraHuueckuii ol MpoMbIBa-
1 Bono# (30 mur), coneBbIM pacTBOpoM (30 MiT), BEICYIIMBAIN ¢ TTOMOIIEI0 Na,SO, 1 KOHIIEHTPUPOBAIH in vac-
uo. OCTaToK OYHINAIN ¢ IIOMOIINBI0 XpoMaTorpadun Ha criMkarene (metpoieiusii d3¢up:sTmnanerat = ot 10:1

1o 2:1) ¢ momydenuem 2-((2-MeTUATHA30II-4-MIT)METIIT)M30UHI0MNH-1,3-1roHa (3,29 1).
[Tonydenne (2-MeTHITHA301-4-HIT)METaHAMUHA

(0]
N NH;
_—
0
& &
54 S—Q
[TepememmBanu cmech 2-((2-MeTHITHA30I-4-HIT)METHI ) M30MHI0IMH-1,3-1rnona (1 T, 3,87 MMOJb) U THII-
para rugpasuna (291 mr, 5,81 mmozb, 282 Mki) B atanose (10 mi) npu 20°C B Teuenue 0,5 4. CMech KOHIICH-
TpUpOBaH in vacuo. OCTaTOK OYHUIIATHU C MTOMOIIBI0 XpoMaTorpaguu Ha CHIIMKAresie (IUXJIOpMeTaH:METaHO =
ot 0:1 mo 10:1) ¢ momydennem (2-meTuntuazon-4-un)meranamuaa (330 mr).
[Monyuenne Gen3u(1anoMeTN)KapbamaTa

HCl o

N
HoN_Z —_— N///\”Jko/\Q

[epememmBanu cMech 2-aMHHOAIETOHUTpHIIA rugpoxyopuna (5 r, 54,0 mmons), NaHCO; (18,16 T, 216
mMMonb) 1 auokcana (50 mui) B HO (100 mur) mpu 0°C. 3atem no6asisiiau pactBop Oenzuixiopgopmuara (11,06
T, 64,8 MMoIb, 9,22 min) B Tosryoste (10 mi) ipu 0°C u nepememmBany mpu 20°C B Teuenue 12 4. CMech BBUTH-
Banu B Boxy (100 M) u BomHyro a3y skcrparupoBanu stminanetaroM (100 vt x 3). O0bequHEHHBIE OpraHIye-
cKkue (as3bl MPOMBIBAIN coJIeBBIM pacTBopoM (100 M), BRICymHMBany ¢ mOMoIIbio 6e3BogHoro Na,SO,, Gpuibt-
pOBaM M KOHLEHTPHUPOBAIH in vacuo. OcTaToK OYMIIAIH C TIOMOIIBI0 XpoMarorpadyy Ha CHIIMKAreie ¢ Ioiry-
yeHueM OeH3mi(timanomeTmin)kapoamara (1,70 T).

'H SIMP (xopodopm-d 400 MT'n): 7,40-7,31 (m, 5H), 5,35-5,13 (m, 3H), 4,16-4,12 (m, 2H).

[Monyuenne 6en3min-((2H-Terpaszon-5-um)mernn)kapbamara

N8N3

X X
N
Y — L

[TepememmBanu cMech OeH3mn(tanomeTmn)kapoamara (200 mr, 1,05 MMoib), azuga vatpus (250 mr, 3,85
MMoIb) nuopomuaa nuaka (118 mr, 525 MxMois) u n3onponunosoro crnupta (2 mir) B HO (4 mur) mpu 100°C B
teyenne 24 4. Cmech BeuMBaK B Boay (50 mu) m nobasnsimm KHSO, (BomH.) mo moctmkenus pH 2. Bognyto
(hazy skctparupoBanyu sTmianeraToM (20 ma x 3). OObeaMHEHHBIE OpTaHUYecKhe (a3bl IPOMBIBAIN COJIEBBIM
pactBopoMm (10 mur), BBICYmIMBaIM ¢ MOMOIIBIO Oe3BogHOrOo Na,SO, GWIBTpOBAIM M KOHIEHTPUPOBAIH in
vacuo. OCTaTOK OYHINAIK C TOMOIIBI0 XpoMaTorpaduu Ha CHIIMKarelie (MeTpoJICHHbIN 3up/aTHnaneTat = oT
10/1 no 3/1) ¢ momyuenuem 6en3un-((2H-rerpazon-5-mn)mermwn)kapdbamata (200 mr).

Ionmyuyenne Oen3mn-((2-metun-2H-terpason-S-mwn)Mermwn)kapdbamaTa

o 0]
Py N CHl . )LN N,
Oy —— L
N~NH N
\

K cmecu 6en3un-((2H-Tetpaszon-5-mm)metmn)kapbamara (1 T, 4,29 mmons) u K,CO5 (1,19 1, 8,58 Mmois) B
DMF (20 mi) mo6asmsuin CH;1 (0,91 1, 6,4 Mmvmons) ipu 0°C 1 peakimoHHYI0 cMech nepementuany npu 30°C B
tedeHue 12 4. Cmech QUiIbTpoBaiM M GUIBTPAT KOHIICHTPUPOBAIH in vacuo. OCTaTOK OYHIIAIN C ITOMOIIBIO
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xpoMmartorpaduu Ha cuimkarene (nerpojednslii s¢up/stinanerar = ot 10/1 mo 3/1) ¢ momyuenuem Genzmi-((2-
metmi-2H-terpason-5-uin)mernn)kapdamara (400 mr).
[Monyuenne (2-meTmin-2H-TeTpazon-5-mwi)MmeTaHaMiuHA

X

N N=N
NN —— A
©/\ N N§N'\ \N/ NH,

B pactBop 6en3min-((2-metun-2H-TeTpaszon-5-mn)metmn)kapobamara (250 mr, 1,0 mmoas) B8 MeOH (10 mu)
nob6asisur Pd/C (10%, Bmaxwasiii) (10 mr) B atmocdepe N,. CycrneH3nuio Aera3upoBaliil in vacuo M HECKOJIBKO
pa3 mpoxaysanu ¢ nomomsio H,. Cvech nepememBamu B atMocdepe H, (15 dpynros/kB.aroiim) npu 25°C B Te-
genue 12 4. Cmech GUIbTpOBAIH W GUIBTPAT KOHIICHTPUPOBAJH IO BAKyyMOM ¢ TosydeHueM (2-metmin-2H-
TeTpazon-S-mrmeranamuna (120 MT, HEOUHNIIIEHHBIH).

[omy4yerne M-ToMMIMETaHAMUHA THIPOXIIOPHIA

_0O NH, HCI

ITepememmBanu cmech 3-metunoenzanpaeruga (500 mr, 4,16 mmoinb, 490,20 mxi) B NH3/MeOH/MeOH
(M, 1 mun) ipu 80°C B Teuenune 14 4. 3atem mobasmsumm NaBH, (315 mr, 8,32 MMOJIb) U peakIIMOHHYIO CMECh
nepemernuBany npu 20°C B teyenue 1 4. Cmechk pazbaBisuii Boaoi (20 M) U 9KCTParupOBai STHIAIICTATOM
(20 M x 2). Opranuyeckre ciion npoMeiBaiu Boao# (10 mir), coneBbiM pactBopoM (10 mur), BEICYIIMBAIX € HO-
Motbio Na,SO, 1 KOHIeHTpHpoBaIH in vacuo. OCTaTok oYWK ¢ TToMOIIbio npenapatnBHoit HPLC ¢ momy-
geHueM M-tosmiaMmeranamuHa (370 mr) B Bume comu HCI.

[omy4yeHre N-TOTUIMETaHOIA

I
O O OH

B cycnensuto LiAIH, (5,56 T, 147 mMmoinp) B 6e3BomHoM THF (100 mur) moGaBisiiam pacTBOp MeETHII-4-
metmiibensoara (11r, 73,3 mmons) B 6e3BogHoM THF (50 mim) u monmydennyto cmechk nepemerunBany npu 0°C B
teueHue 1 4. PeakmmonHyio cmecs racwiu myTtem nob6asnenus H,O (5 mi), 15% Boxuoro pactBopa NaOH (5
M) 1 H,O (8 mur) mpu 0°C, noGasmsin 8 T 6e3BogHOTO Na,SO4 B peakIMoHHyI0 cMech GuibTpoBad. Ocaiok
Ha (uIbTpe NPOMBIBANIM C IIOMOIIBIO gonoaHuTensHoro konmmaectsa THF (80 mi x 3). OObeauHeHHBIC OpraHu-
YEeCKHE CJIOM KOHIICHTPUPOBAIH C MoTydeHrneM n-rommimMeTanona (8,30 r, Berxon 93%).

'H SIMP (xopodopm-d 400 M) § 7,26 (d, J=8,0 T, 2H), 7,18 (d, J=7,6 T'u, 2H), 4,65 (d, J=5,2 T, 2H),
2,36 (s, 3H).

[Monyuenne 1-(6pommerin)-4-meTunOeH301a

OH Br

B pactBop n-rommimeranosna (8,30 r, 68 MMmons) B nuxiopmerane (200 mur) nob6asisiiam Tpubpomdochan
(20,2 1, 74,7 mmois). Cmech nepementuBamu pu 0°C B Tedenne 1 4. Peaknmonnyro cmech BeimuBaim B H,O (10
MJI) M 9KCTPAarupoBally TuxjopmeraHoM (25 mi). Opranndeckyro a3y OTAEIsUIH, TPOMBIBAIH COJIEBBIM PacTBO-
poM (10 wmu), BeIcymmBanu Haj 0e3BoaHBIM Na,SO4, GHUIBTPOBAIM M KOHIEHTPUPOBAIM C IMOJIydeHHEM -
(6pommeTmn)-4-metrnbensona (12,5 r, Beixoq 99%).

'H AMP (xsopodopm-d 400 MT'm) § 7,29 (d, J=7,6 T'n, 2H), 7,16 (d, J=7,6 T, 2H), 4,50 (s, 2H), 2,36 (s,
3H).
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[Monmyyenwne 2-(4-MeTHIOCH3MI ) M30MHIOIUH-1,3-THOHA

¢ T %y

B pactBop 1-(6bpommernn)-4-metunbdenzona (5 r, 27 mmons) B DMF (30 mm) mobGammsum 1,3-
JuokconsonHaonuH-2-un kanud (7,51 r, 40,5 mmons). Cmecs nepememnBany npu 100°C B teuenue 14 4. Peak-
IIHOHHYIO CMeCh KOHIIEHTPHUPOBAIU TIPH TOHIDKEHHOM JaBieHuu ¢ yraneHueM DMF. OcTaTok ounmmanu ¢ mo-
MOIIBI0 KOJIOHOYHOH Xpomartorpaduu (SiO,, merponeitusrii a¢up:stmwianeratr = ot 0 10 20%) ¢ moay4eHnem 2-
(4-metunbensmn)m3onHaonuH-1,3-1rona (5,50 r, Berxon 81%).

'H SIMP (xopodopm-d 400 MI'm) & 7,85 (d, J=3,2 T'u, 2H),7,84 (d, J=3,2 I'n, 2H), 7,34 (d, J=7,6 T'u, 2H),
7,13 (d, J=8,0 I'n, 2H), 4,82 (s, 2H), 2,32 (s, 3H).

ITomy4yenne n-TonuIMETaHAMUHA
NH,
N
—_—
O

(0]

[TepememmBanu cMmech 2-(4-MeTinOeH3WI)M30MHI0IMH-1,3-mrnona (1 T, 3,8 MMOIB) B THIpaTa THIpa3uHa
(752 mr, 15 mmomns, 730 mxim) B MeOH (10 mur) mpu 20°C B Teyenue 3 4. CMech KOHIIGHTPHPOBAIM in vacuo.
OcTaToK OYHIIAIH C TIOMOIIBI0 XpOMaTorpaduu Ha CHIIHKarese (InXjIopMeTaH:MeTaHol (¢ 5% aMMuaka B Boae) =
ot 0:1 mo 5:1) ¢ momydyeHuem n-toiwiMeranamuHa (160 mr).

[Momyyenne 3Tmn-5-meTrn-1,2,4-okcaauaszon-3-kapOoKcuuaTa

~OH
N\\ o~ HzN HCI N i
\[( \</ o N
O

o N

B pactBop rugpokcunamuna ruapoxiopuaa (1,71 r, 24,6 mmons) B ykeycHoi kucnote (10 mir) no6aisim
stianopopmuart (2,00 r, 20,18 mmois, 1,98 mi, 1,00 3xB.) 1 NaOAc (2,02 1, 24,62 mmonb, 1,22 3kB.) npu
KOMHATHOU TeMIIepaType U peakIMoOHHYI0 cMech mepementuBanu 0,5 4. K peakunoHHO# cMecu HOOABISIN VK-
cycHbIit anrunpun (3,25 v, 34,7 MMOJIb) TP KOMHATHOW TeMITEpaType M PEaKIMOHHYIO CMECh IepEMEITHBAITN
B Teyenue 0,5 4. 3atem nonydeHHoe nepememnBain npu 100°C B teyenue 12 4. Cmech oxmakaain 10 KOMHAT-
HOW TeMIIepaTyphl U YKCYCHYIO KHCIIOTY YAAJILTH Mo BakyyMoM. K peaknnoHHOM cMecH 100aBIsUTH dTHIIALIC-
tat (25 M) u Boxy (5 mi). PactBop mHeirpanmzoBanu ¢ momonisio K,CO; (BomH.) ¢ momydenuem pH 7. Bognyto
a3y skcTparupoBaim 3TmwianeTaroMm (5 mi x 3). OObeAUHCHHBIC OpraHWYEeCKHe (a3bl MPOMBIBATU COJICBBIM
pactBopoM (10 mur), BBICYmIMBaIM ¢ MOMOIIBIO Oe3BogHOrO Na,SO, GWIBTpOBAIM M KOHIEHTPUPOBAIH in
vacuo. OcTaTok o4uIain ¢ momonipio npenaparnBaoit HPLC ¢ momydenneM >twin-5-meTwi-1,2,4-okcannasosn-
3-kap6oxkcmiara (1,40 ).

[Momyuenne (5-meTtmi-1,2,4-okcananaszon-3-mi)MeTaHo a
o}

O-N
\(Nw)ko/\ - . ___<\N J\/OH

o-N

B pactBOp 5-meTni-1,2,4-okcanuazon-3-kapookcmnara (400 mr, 2,56 mmons) B THF (4 M) u stanona (4
min) mobasisuia NaBH, (290 mr, 7,68 mmons) npu 0°C. Peakumonnyro cmech nepeMerimBaiu mpu 0°C B TedeHue
1 4. Peakmmonnyro cmech racwiy ¢ nmomomisio NHyCl 1 cMech KOHIIEHTpUpOBaK o1 BaKyyMoM. OCTaToK 04H-
IaJTA TIOCPEICTBOM XpoMaTorpaduu Ha cuiukarese (merpodieitasiii a¢gup:sTmmanerat = ot 1/0 go 1/1) ¢ momy-
genueM (5-metun-1,2,4-okcaguazon-3-un)meranona (250 mr).

[Monyuenune S5-metuin-1,2,4-okcaama3on-3-kapoambaeruaa

’<O‘N "(O‘N
N N
N)\/OH NJ\¢O
[TepememmBanu pactBop (5-meti-1,2,4-okcamuazon-3-uwin)meranona (250 mr, 2,19 MMoib) u nieplioTnHaHA
Hecca-Maptuna (1,39 1, 3,29 MMoinb) B auxiopMmerane (5 MIiI) TIpU KOMHATHOW TemIiepatype B TedeHue 12 .

—_—
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CwMmech GuiIbTpOBa M M QUIBTPAT KOHLEHTPUPOBAJIH 110/l BAKYYMOM C IOJy4eHHeM S-MeTui-1,2,4-okcaauason-
3-kap6anpaeruna (300 mr).
[Tonydenne MeTHII-(TpeT-0yTOKCHKApOOHIT ) TITUITHATA

0 Hof
- . O._N
HZN\)J\ - h/ \n/ \)J\O/
© o]

K pactBopy mermirmunmnaara (20 r, 159,30 mMons) B nuokcane (120 mi) u Boxe (80 mur) noGaBisiu
Na,COs (33,77 1, 318,60 mmoms) ipu 0°C, mobaBinsinu no karwissm Boc,O (43,9 M1, 191 MMoITb) Tipr KOMHATHOM
temneparype. CMech nmepeMelnBaii Ipyu KOMHATHOH TeMrieparype B TedcHue 18 4. CMech KOHICHTPHPOBAIIH,
nobasnsn Boay (200 mut) u cMech dkcTparupoBaiy dtuiarneratoMm (100 mi x 3). Opranumydeckuid cJIoi MPOMBI-
Bany Boao# (50 mur x 2) ¥ coneBbIM pacTBOpoM (50 M X 2), BBRICYIIMBAIH ¢ MOMOINBI0 0e3BogHOTO Na,SOy,
(UIBTpOBANH, KOHIECHTPUPOBAIU C MONYyYCHHEM METWI-(TpeT-0yTokcukapOonm)rmipHata (30 T), KOTOpBIT

MPUMEHSUIN HEMIOCPEICTBEHHO Ha CIIEAYIOIIEH CTa M.
[Moxyuenne Tper-OyTHI-(2-THAPa3HHUI-2-0KCOATHI)Kapbamara

0 0
H H
>ro\g,N\)]\O/ - . XOIIN\AH,NHZ

Cmech MeTHi-(TpeT-0yTokcukapOoonum)riaumuaara (10 v, 52,9 mMMoins) u rumpara ruapasuna (4,37 mu,
89,85 mmone) B Metanoute (60 mut) u Boge (15 M) mepeMenBaiy Mpyu KOMHATHOH TeMIiepaType B TeueHue 48 4.
CMech KOHIIEHTPUPOBAIIY C TIOTYICHHEM TPeT-0yThi-(2-ruapa3suHui-2-okcodTrmn)kapdamara (10 ).

[Moxyuenne tper-0yTrin-((1,3,4-oxcanuazon-2-mr)MeTua)kapbamara

L Xk
@) N _NH
N—

B pactBop Tper-OyTnn-(2-ruapasuanin-2-okcosTmin)kapoamara (5,00 r, 26,4 MMOJIb) B TPUMETOKCHMETAHE
(50 M) mo6apmsm 4-MeTUOeH30CYIb(POHOBYIO KUCTOTY (45,5 Mr, 0,26 MMoIs). CMech MepeMeIInBaIH Py
80°C B Teuenne 4 u. CMech KOHIICHTPHUPOBaIW. HEOUHIIEHHYIO CMECh OYMINAIMA C ITOMOIILI0  (IdIII-
XpoMmatorpaduu c MoMoupio mnerposieiinoro sdupadTunanerara = 3:1, ¢ momydennem Tper-Oytmin-((1,3,4-
oKcaanazoi-2-mi)Merri)kapbamara (850 mr).

[Moxyuenwue (1,3,4-okcaanazon-2-mwi)MeTaHaMUHA THAPOOPOMHUIA

ol
o\)/\NJJ\OJ< -, {l)ml/\NHz,HBr

s

[MepememmBanu pactBop Tper-OyTHi-((1,3,4-oxcanuazon-2-mm)meruin)kapbamara (450 mr, 2,26 MMons,
1,00 skB.) B 35% OpOMHCTOBOJOPOAHON KHCIIOTE B YKCYCHOM KucioTe (5 MJT) Ipu KOMHATHOH TeMIiepaType B
TeueHne 2 4. CMech KOHUEHTpHpOBanu ¢ nosydenueM (1,3,4-okcaanazon-2-ui)MeTaHaMHHA THAPOOpOMHIA
(406 mr).

[Monyuenne meTmi-1,2,4-okcaanazon-3-kapbokcuiaaTa

0
NH2 o/
\/OWH\\N/OH _— N=
o oN

B pactBop sTHin-2-amuHO-2-(TuapokcuumuHo )arerarta (1,90 r, 14,4 Mmmonb) B TpuaTokcuMeTane (9,58 mur,
57,5 mmons) no6aensumm BF;.Et,0 (0,089 M, 0,72 mMmois). Cmeck HarpeBanmu npu 90°C B Teuenue 2 4. CMech
KOHIICHTPUPOBAJIN M OCTATOK pacTBOpsud B aAuxjopMmeTane (30 mur). OpraHudeckuid CJIOH MPOMBIBATIH C TTIOMO-
meto 2H. HCI (Boxn.) (20 M), HacsmenHoro BogHoro pactsopa NaHCO; (20 mur), Boast (20 mit), coneBoro pac-
TBOpa (20 Mu) u BeicymmBanu Hag Na,SO4, GMIBTPOBaNM M KOHIEHTPUPOBAIM C MOJydeHHEeM MeTwi-1,2.4-
okcaanazoi-3-kapookcunara (1,60 r).

[Monyuenne (1,2,4-okcaanazon-3-mi)MeTanoaa

SN
o} OH
O\¢N O\//N
B oxnaxnennsiit (0°C) pactBop Mmetmi-1,2,4-oxcaanazon-3-kapookcunara (300 mr, 2,11 MMoIb) B 3TaHO-
ne (2 mur) u THF (2 mi) no6asmsn NaBH, (239 wmr, 6,33 mmons). CMech nepemernmBainy npu 0°C B Tedenue |

4. Jlo6aBisiim HachkimeHHBIH Boaublid pacTtBop NH4Cl (5 mit), cMech KOHLICHTPHUPOBAIHM U OCTaTOK pacTBOPSUTH B
10% metanone B auxiopmerane (20 mi). Cmech GuIBTpOBaIM U UIBTPAT KOHIEHTPUPOBAIH. OCTaTOK OYH-
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many ¢ noMoupio Gunm-xpomatorpaduu Ha cumkarene (ot 10 1o ~100% sTrnanerara B meTpojieiHOM 3¢dupe)
¢ monmydenueM (1,2,4-okcaagnazon-3-mi)meranona (40 mr).
[Monyuenne 1,2,4-okcannazon-3-kapbaabaeruaa

OH —0
w:( — ,N:(
oLN oN

B oxnaxnennsrii (0°C) pactop (1,2,4-okcamuazon-3-mi)meranona (40 mr, 0,40 MMOJTB) B TUXJIOpMETaHE
(5 M) nobasmsim nepiiogunan Jlecca-Maptuna (254 mr, 0,60 Mmmons). CMech nepeMenBaiy pyu KOMHATHOH
Temriepatype B Tedenne 1 4. Cmech GHUIBTpOBaSM M (QUIBTPAT KOHIECHTPUPOBAIM C moiydeHueMm 1,2,4-
OKcanua3oi-3-kapoansaeruna (39 mr).

[Monyuenne stun-(5-merun-1H-1,2,4-tprazon-3-ma)meranona

O
(0] N
—_— N 1
\,\‘| \_NH
N7/NH 7/

K cmecn strn-5-mermn-1H-1,2 4-tpuason-3-kap6okcmiara (200 mr, 1,29 mmons) B THF (5 mim) moGasisiiu
LiAlH, (245 wr, 6,45 mmous) ipu 0°C B atMocdepe N,. Cmech nepememmany npu 30°C B teuenne 1 4. Cmech
GUIBTPOBAIM W TPOMBIBAIM METAHOJOM, KOHIICHTPUPOBAIM in vacuo ¢ momydeHuem (5-metmn-1H-1,2,4-
TpHuazon-3-mwi)Meranona (350 mr).

[Monyuenne S-metun-1H-1,2,4-tpuaszoin-3-kapbanpaeruaa

AN A\
N =N . o
7\/NH 7/NH

K cmecu (5-metmn-1H-1,2,4-tpuazon-3-un)meranona (350 mr, 3,09 mmons) B auxiopmetane (10 mi) u
anerorutpmie (10 mur) mobasnsm nepuoannan Jlecca-Maptuna (2,62 1, 6,19 Mmmonp). CMmech nepeMeIInBaim
mpu 30°C B Teuenue 14 4. Cmech QUIBTPOBAIN M MTPOMBIBAIH METPOJICHHBIM d()UPOM U ITHIIAIIETATOM M KOH-

LEHTPUPOBAJIH in vacuo ¢ rnoiydeHueM S-metwi-1H-1,2,4-rprnazon-3-kap6ansaeruna (90 mr).
[Monyuenue 4-6poM-6-X110p-2-METHINUPUANH-3-aMHHA

L Br

| P A NH2
CI” N |
CI” N

K nensiHOMy pactBOpy 6-xi0p-2-MeTmimupuanH-3-amuna (12 r, 84 mmons) u AcOH (5,1 1, 84 Mmoib) B
MeOH (198 1, 250 mur) no6asmnsuti o karwisiM 6pom (13,5 T, 84 mmois). ITomyueHHBIH pacTBOp MepeMeIInBaIN
IpU TeMIlepaType JIeAsHOH OaHW B TEYCHHWE HOYM, TOCIE YEro IOJIydYeHHOE KOHIIEHTPHPOBAIH I10J] BAKYYMOM.
INomydennslii octatok pactBopsuii B EtOAc u mocne1oBaTeIbHO TPOMBIBATIHM HACHIIIICHHBIM BOAHBIM PACTBOPOM
NaHCO;, 10% BomuaeiM pacTBopoM Na,S,0;, comeBsIM pacTBOopoM U BeIcymuBanu (Na,SO,). PactBopurens
yIaJIIM IO/ BaKyyMOM H ITOJy9€HHbIM HEOUHINEHHBIH MaTeprall OUHIIAIN ¢ TOMOIIBI0 (UIII-XpoMaTorpaduu
¢ mony4deHueM 4-0poM-6-XJ10p-2-MeTHIIMUPUINH-3-amuHa (12,6 T).

'H SIMP (500 MI'w, xmopodopm-d) 3 7,30 (s, 1H), 4,04 (brs, 2H), 2,46 (s, 3H).

[Monyuenne 7-6pom-5-xmop-1H-nupazono[4,3-b]mupunnna

Br NH Br H
e
cl” N7 LN
Cl N
Jlo6aBmsiy 1o KarmisaM H30MeHTITHATPUT (3,97 T, 33,9 MMOJIB) B JIEISHYIO CYCIIEH3HI0 4-0poM-6-XITop-2-
MeTWIMHPUANH-3-amMuHa (5 T, 22,6 mmons), KOAc (4,43 1, 45,2 mmons) u AcOH (44,1 T, 734 MMOIb) B TOJTyOJIe
(125 mm) B nHEepTHOHU aTMochepe. BeTaBisimu oOpaTHBIN XOJOAUIBHUK U PEAKIIMOHHYIO CMECh HarpeBajii Mpu
30°C B Teuenue 4 4, ocse 4ero OONBITYI0 9YacTh PACTBOPUTEINS YAAISIN MO BakyyMoM. [lomydeHHbBIH 0cTaToK
PacTBOPSIIM B 3THIIALIETATE U OCTOPOKHO MTPOMBIBAIH HACHIIIIEHHBIM BOAHBIM pacTBopoM NaHCO;, uto obecrme-
yuBano aoctmwkenne pH 8-9. Opranndeckuil ciioif MpOMBIBAJIM COJIEBBIM pacTBOpoM, BeicymmBaiu (Na,SOy4) u
KOHIICHTPUPOBAJIM C MOJIyYEHHEM HEOYHIICHHOTO Marepuajja, KOTOpPBIH OYMINAIM C IOMOIIBI0  (UIdII-
xpomarorpaduu (SiO,) ¢ noxydenuem 7-6pom-5-xsop-1H-nmpazono[4,3-blmupuanna (2,3 T, Beixog 44%).
'H SIMP (500 MT'n, x1opodopm-d) & 10,61 (brs, 1H), 8,35 (s, 1H), 7,60 (s, 1H).
[Moxyuenne 7-6pom-5-xmop-1-(okceran-3-mn)-1H-nupaszono[4,3-b]nupuauna
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Cl N | _ N
Cl N

Jlo6aBisany 1Mo KarusiM auusonponwiazogukapookcmnar (979 mr, 4,84 MMoib) B seasHON pacTtBop 7-
6pom-5-xsop-1H-mmpazono[4,3-bmupuanna (250 mr, 1,08 mmouns), tpudennndocduna (1,27 r, 4,84 mmoins) u
okceran-3-oisa (319 mr, 4,30 mmous) B THF (10 mut) B nHepTHO#H atmMocdepe. ObecrieunBany HarpeBaHue e s-
HOM 0aHW O KOMHATHOH TeMIlepaTypbl M IPOJOIDKAIHM NepeMEIINBaHNe IPU KOMHATHOW TeMmeparype B Tede-
HHE HOYH. BoJpIIylo 4acTh pacTBOPUTENS YAASUIM IO/ BaKyyMOM M IIOJyYEHHBIH HEOUMINECHHBIH MaTepHa
OUMINIAIA C TOMOIIBI0  (udm-XpoMarorpaduu ¢ TodydeHueM 7-0pom-5-xiop-1-(okceran-3-wm)-1H-
npa3zoino[4,3-bmupuaiaa (130 mr, Berxox 38%).

'H SIMP (xnopodopm-d, 500 MI'u) & 8,31 (s, 1H), 7,56 (s, 1H), 6,48 (p, J=6,9 ', 1H), 5,35 (t, J=6,5 Ty,
2H), 5,11 (t,J=7,1 I'y, 2H).

[Monyuenne 3-(1,3-nuoKcoNaH-2-MI)TUPUIAHA

H
Q O OH 0/73

NN NN

\]

B pactBop HukoTuHanpneruga (1 r, 9,34 mmoins) B Tomyose (20 mMi1) 100aBISUIH TOTYOJI-4-CYIIE(HOHOBYIO
kucnoty (1,93 1, 11 mmoup) u nepemermmBaii ipu 120°C B Tedenue 0,5 4. JlobaBnsim stan-1,2-guon (637 mr,
10 MMOITB) W TIOJYYIEeHHBIH pacTBop nepememmmBany npu 120°C B Tedenne 15 4. PacTBop racvim HaCHIIIICHHBIM
BoaHBIM pacTBopoM NaHCOj; (60 mun) 1 BogHyIo (hazy skcTparupoBanu ¢ momornpio DCM (30 mit x 3). O6benn-
HCHHBIC OpraHYeCKUe (ha3bl MPOMBIBAITH COJICBBIM PACTBOPOM, BEICYIIMBAIH ¢ oMOIIb0 Na,SO,, ¢unsTpoBa-
JIM ¥ KOHIIEHTPUPOBAIH in vacuo. OCTaTOK OYHUIIAIH TOCPEICTBOM XpoMaTorpaduu Ha CHIUKareie (meTpoieii-
HbIH 3¢up:aTrnanetar = ot 10:1 no 1:1) c momyuenuem 3-(1,3-nmuokconan-2-mn)nupuausa (1,30 r, Beixox 92%).

'H SIMP (xnopodopm-d, 400 MI'm) & 8,70 (d, J=2,0 I'n, 1H), 8,61-8,60 (m, 1H), 7,79-7,77 (m, 1H), 7,32-
7,29 (m, 1H), 5,84 (s, 1H), 4,12-4,01 (m, 4H).

Monyuenne 5-(1,3-nuoxconan-2-mn)-1-metwmmupuana-2(1H)-ona

" {3
© —_— —
N 4 \ —N /

o]

MeienHo 1o6aBisuy 1o Kamisim aumerwicynsgat (1 T, 7,9 Mmons) k 3-(1,3-1u0KconaH-2-1n) IUPpUINHY
(1,20 T, 7,94 Mmmomnp) u nepemeruBau npu 100°C B Teuenne 1 4. [Tomydennsiit pactBop pactBopsuik B H,O (4
w1) U no6asisuti BoxHbli pactBop Ki[Fe(CN)g] (6,27 r) B H,O (24 M) npu nepeMeIInBaHUU U OXJIaXKICHHH.
Memenno no6asismu KOH (3,56 1) ¢ mogaepxanueM temmeparypsl papaoit 5°C. ITocne nobasnenns DCM (12
MJ) pactBop mepememuBamy npu 20°C B teuenue 0,5 4, mociie 4ero JMOOABISIA JOTOJHUTEIBHBIE TOPIUU
Ks[Fe(CN)s] (3,1 1) 8 H,O (11 mm) u KOH (1,8 r) mpu 20°C u nepememmuBanu npu 20°C B Teuenue 12 4. Bon-
Hy10 (ha3y axcTparupoBanu sTrnaneTaToM (30 M x 3). O0bemuHEHHBIE OpraHudeckue (ha3pl MPOMBIBATIH COJIS-
BBIM PacTBOPOM, BBICYIIHWBalU ¢ momombio Na,SO4, GUIbTpoBamM M KOHICHTPUPOBaIW in vacuo. OctaTok
ouuInany ¢ moMoineko npemnaparuBHoit HPLC ¢ momyuenunem 5-(1,3-nmuokconan-2-wmn)-1-metrwnmnupunua-2(1H)-
oHa (250 mr).

[Momyuyenne 1-MeTUI-6-0KCO-1,6-AUTHIPOTUPUANH-3-KapOaibIeruia

ITepememmBanu pactBop 5-(1,3-muokconan-2-mn)-1-metwmupuanna-2(1H)-ona (250 mr, 1,38 mmons) B
3% BomroM pactBope HCI (5 mu) mpu 100°C B Teuenue 3 4. PacTBop 3kcTparuposanu ¢ momoinso DCM (10 v
x 3). O0ObeIMHEHHBIC OPTaHUYECKUE (Pa3bl MPOMBIBAIN COJICBBIM PACTBOPOM, BBICYIIMBAIHU C MOMOIIBI0 Na,SOy,
GUIBTpOBAIM W KOHIIGHTPUPOBAIM in vacuo C TIOTydeHHueM |-MeTmi-6-okco-1,6-aTuruaponupuInH-3-
kapOampaeruaa (150 mr).
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[Monyuenne 6-(anpTOPMETHII)HUKOTHHAIIBICT U

Br /O
N N
FF F7OF

K pactBopy 5-6pom-2-(mudTopmerun)nupuauHa (400 mr, 1,92 mmonb) B THF (2 mur) mpu 0°C moGasiismu
M0 KaruIsiM KOMIUIEKC XJIOpHIa HU3onmpormmwiMaraus U xyopuga autus (1,3M, 2,96 mi). ObecnieunBany nepemMe-
IIMBaHNE PEaKIMOHHOI cMecH NpH KOMHATHOW TeMmImeparype B TedeHue 2 4, 3ateM pobasisuin DMF (703 wr,
9,62 MMoup) ipu 0°C 1 peakIMOHHYI0 CMECh TIEpEeMENTNBAIA B TCUEHUE JTOTIOTHUTEIBHO 12 9 Ipu KOMHATHON
Temriepatype. Peakironnyro cMech racwm ¢ nomoinsio 2M HCI (BoaH.) ¥ MOBBIIIATN OCHOBHOCTH C TIOMOIIBIO
IM NaOH (BoaH.) no poctmxenus pH 7. OpraHudyeckuil 10 OTOCISUIN U BOAHBIN CIIOH SKCTParupOBaIH JH-
xyopmetaHoM. OO0beIMHEHHBIE OpTaHMYECKUE CIIOW BhICymuBain Haa Na,SO, u xoHmeHTpupoBain. OcTaTok
OYHIIAIIN ¢ TIOMOIIBIO KOJIOHOUHOU Xpomarorpaduu (SiO,, meTposelnsiit a¢up/strunanerar = ot 1/0 go 10:1) ¢
nosrydeHneM 6-(audropmernn)aukoTrHaIbaeruaa (130 mr).

[Toydenne MeTHII-5-METOKCUTTPa3HH-2-KapOOKCHIaTa

HO.__O PoNgZe)
AN N
N% Nﬁ)
O\ o\

B pactBOp 5-metokcumnupasuH-2-kapboHoBoi KucioThl (1 T, 6,49 MMons) B MeOH (20 M) moGasismu
SOCI, (927 wmr, 7,79 mmons) npu 15°C. Cmech HarpeBaiu ¢ 00paTHBIM XOJOAWIBHUKOM npu 60°C B TeueHune 2
Y ¢ MOJy4YeHHEM KOPHYHEBOTO pacTBopa. PeakinoHHyI0 cMeCh KOHIICHTPUPOBAJIH IPH TOHWKEHHOM JIABJICHHUH C
nosrydeHrneM ocanka. OcrtaTok paszbaBimsum guxiopmeraHom (20 mi) m pH perynupoBanm 1o 8 ¢ MOMOIIBIO
NaHCO; (Boan., 50 mir). Cmech axcTparupoBainy guxiopmeranoM (100 M x 3). O0betMHEHHbBIE OpraHNYEeCKHe
CJIOW TIPOMBIBAII COJIEBBIM pacTBopoM (100 mur), BeICymmBaiu Haj 0e3BogHBIM Na,SO,, GribTpoBamn u KOH-
[EHTPUPOBAIIN TIPY TMTOHKEHHOM JIABJICHUH C TIOTydYeHUEM METHII-5-MeTOKCUIMpasuH-2-kapookcmiata (1,02 ).

[Monydenune (5-MeTOKCUTIMPA3HH-2-HU)METaHOIIA

0.0 HO
Z "N - Z N
NQH N%
o\ O\

B pactBop metnn-5-meTokcunmpasut-2-kapookcuiara (200 mr, 1,19 mmons) B THF (0,1 mur) u MeOH (4
M) mo6asisimu NaBHy (225 mr, 5,95 mmons). CMech nepemermBany npu 15°C B Teaenne 16 4. Cmech racuiu
BOJIOH (5 MuT), 3aTeM pa30aBIsUIA C MTOMOIIBIO JTOTMOJHUTEIBHOTO KOJMYecTBa BOIbI (15 MiT), sKCTparupoBaiu
stinarneraToM (2x25 i), 3ateM 20%-M 2-pomaHonoM B auxiopmerane (25 mur). OObennHEHHBIE OpraHude-
CKHE DKCTPAKTHI BRICyIIMBAIK HaJ 0e3BogHbIM Na,SO4, GpHIbTpOBaIM W KOHIEHTPUPOBAIH C MosrydeHueM (5-
METOKCHIIMPa3uH-2-wi)MeTaHona (122 mr).

[Tonydenne S-MeTOKCUTTUpa3HH-2-KapOaibIeruia
o}

HO _
g\N — N
N% Nﬁ)

ONg (0N
B pactBop (5-mMeTokcunupasun-2-un)meranona (115 mr, 0,82 Mmonb) B quxiiopmerane (3 Mi1) 100aBiIsIH
MnO, (714 mr, 8,21 mmoub) ipu 15°C. PeakiinoHHyI0 cMeCh HarpeBain ¢ 00paTHBIM XOJIOIMILHUKOM pH S0°C

B TeueHne 18 4. PeakumonHyto cMech oxyaxaanu 1o 20°C, GuibTpoBad Yepe3 NETUT U MPOMBIBATH TUXIIOP-
metaHoM (100 mi). PUIbTPaT KOHIEHTPUPOBAIH C MOTYUYCHHEM S-METOKCHITUpa3HH-2-KapOanpaeruaa (45 mr).
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[Honyuenue 4-3TUIOKCA30IUINH-2-0HA

NH, )\\NH

HO

B pactBop 2-amuaOOyTaH-1-01a (1 T, 11,2 MMoOIB), KapOormIAMIMEIa30na (2,18 T, 13,5 mmons) B THF (3
M) mobasnsmn EGN (1,14 1, 11,2 mmons) B atMocdepe aprora. PeakmmoHHy 0 cMeCh TIEpEeMETTUBAIH TP KOM-
HATHOH Temrieparype B TeueHne 12 4. CMech KOHIIEHTPUPOBAIN U OCTATOK OYHUIIAIH C TOMOIIBI0 KOJIOHOYHON
xpomatorpadun (SiO,, nerponeinsiii d3¢up:3Tunamnetar = ot 10:1 1o 5:1) ¢ monydeHneM 4-3TUITOKCA30IUIHH-2-
ona (800 mr).

[Moxyuenne 5-6pom-1-u3onpomnun-3-mermi-1H-nupazono[4,3-b]mupunun-7-kapbaipaeruna

Bre N 1) iPrMgCl LiCl Bre _N
B 2) DMF S

Jlo6asmsmm mo xarsim pactBop i-PrMgCl-LiCl (1,3M, 3,6 mur) B THF B cmech 5,7-au6poM- 1 -uzonponui-
3-metwmupasono[4,3-bJuupuauna (1,3 1, 3,9 mmons) B THF (25 M) mpu 0°C. Cmeck mepememyBaiyu npu
KOMHATHOU Temneparype B TeueHune 30 muH. 3ateM cMech cHOBa oxuaxaanu 10 0°C u go6aemsuiu DMF (1,4 1,
19,5 mmonb, 1,5 MIT) ¥ TTOJTYydEHHYIO CMECh TePEeMEININBAIN ITPH KOMHATHON TeMIIepaType B TeUCHHE eme 2,5 .
Jo6asmsmm NH,4Cl (BoaH., 2 MiT) ¢ raleHneM peaKIMOHHOW CMecH, 3aTeM J00aBisui Body (20 mi) U cMech
9KCcTparupoBasy stunaneTatoM (20 mit x 3). OObeJUHEHHBIN OPraHUYECKUH CJION IPOMBIBAJIN COJIEBBIM PacTBO-
pom (10 mur), BeicymmBanu Hax Na,SO4 W KOHIEHTPUPOBaTH. HEOUHIIEHHYI0 CMECh OYHINAIHA C ITOMOIIBIO
¢m-xpomaTorpaduu ¢ moMoIk0 nerpolieiHoro a¢upa:stiiaanerata = ot 30:1 mo ~20:1 ¢ noxyuenuem 5-
6pom-1-n3onponui-3-merui- 1 H-nupasono[4,3-bnupuaun-7-kapdansaeruaa (800 mr).

[Monxyuenne  N-((5-6pom-1-uzonponmn-3-merun-1H-nupaszono[4,3-b|nupuann-7-mn)MeTH)-5-MeTOKCH-
MUPUIIMH-3-aMUHA

NH,
Br. /N 4
Br<__N [ \| N
AN N~ N
| \N o
= N’ _—

1) Ti(OEt)4 HN
o7 )\ 2) NaBH, y |
N& O/

B pactBop 5-6pom-1-uzonponmn-3-mermanupasoino[4,3-bmupuana-7-kapoansaeruaa (50 mr, 0,18 mmous)
B nuokcane (3 mu) pob6asiwsanu Ti(i-PrO)s (101 mr, 0,35 mmons) U S-mMerokcunupuanH-3-amuH (44 wr, 0,35
MMoutb). Cmech nepemermBaiy pu 80°C B Teuenne 14 4. [Tocie Toro kak peakIMOHHYIO CMECh OXJIXKIAIH 10
KOMHaTHOHU TeMmeparypsl, nobasmsum EtOH (3 mi) ¢ mocnenyromum no6asnenuem NaBH, (35 mr, 0,9 MMoib).
CmMech nepeMeInBaiy pu KOMHATHOH TeMIiieparype B Teuenue 15 mun. JJo6asmsmn Boay (0,5 min) ¢ ramennem
peakmorHol cMecu npu 0°C 1 MOMy4eHHYIO CMECh IepeMEeIINBali TIPU KOMHATHON TeMmeparype B Teuenue 10
MUH, 3aTeM (UIBTPOBAIHM U OCTAaTOK IpoMbiBayn tHiareTaroM (30 M x 3). O0bennHEHHBIE OPTaHUICCKUE
CJIOM BBICYIIMBAJIM W KOHIEHTPHPOBaIH. HeouumeHHBIH NMpoayKT, mpencrasistomuii coboit N-[(5-0pom-1-
M30IIPOIIIII-3-MeTHINHpa3oiio[4,3-b lmupuanH-7-mr)MeTHII | -5 -MEeTOKCUITUPUANH-3-aMuH (69 MI') IpUMEHSIH Ha
CJICYIOIICH CTaauu Oe3 TOTOHUTEIHFHONH OYHCTKH.

Br: /N 4
N
XN
*ﬂ )\
N“ "N
N—/
/

N-((5-6pom-1-u3onpomnmi-3-metui- 1 H-mupasono[4,3-b Jnupunua-7-wn)metwn)- 1 -metmn-1H-1,2,4-
TpHa30i-3-aMUH IOJydYald CXOAHBIM 00pa3oM u3 5-Opom-1-mzomponui-3-mernnnupaszonol4,3-b[nupuaus-7-
KapOanbreruzna u 1-merun-1,2,4-rpuason-3-aMuHa.

[Monydenne S5-(2-3TOKCUMHPUANH-3-1N)- | -m3onponmi-3-meTiii- | H-mupaszomno[4,3-b]mupunnH-7-kapoaib-
Jeruna
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[MepememmBamu  cmech  5-Opom-1-n3onponui-3-merui-1H-nupasono[4,3-b|nupuaun-7-kapOansaeruaa
(0,56 T, 1,98 mmoub), (2-3TOKCH-3-TMPUANIT)OOPOHOBOI KHcioThI (497 mr, 2,98 mmons), Pd(dppf)Cl, (145 wr,
0,2 mmoms), Cs,CO;3 (1,94 1, 5,95 mmois) B nuokcane (8 mu), Boge (2 mu) npu 100°C B Teyenue 2 4. Cmech
KOHIIEHTPUPOBAJIH ITPH MOHIKEHHOM JaBieHuH. OcTaTok sKkcTparupoBaiy stiianeratoM (30 M x 2). O6benn-
HEHHBIC OPraHMYECKHE CIIOH ITPOMBIBAJIM COJIEBBIM pacTBOpoM (20 Mir), BeicymmBanu Hag Na,SOy, puibrpoBanu
¥ KOHIIEHTPHPOBAIU NIPH MOHIKEHHOM JAaBJICHUH C MOJydeHHEM ocTaTka. OCTaTOK OYHIIAIH C IIOMOIIBIO KO-
noHO4YHON Xxpomarorpaduu (SiO,, merponeitHsii ddup/s>Trnanerar = ot 10:1 mo 3:1) ¢ momydenmem 5-(2-
TOKCUIUPUINH-3-11)- 1 -u3onponmi-3-metui- 1 H-mupa3zono[4,3-b Jrupuann-7-kapbansaeruna (0,55 ).

[Monydenne 5-(2-3TOKCUTUPUINH-3-11)-7-3THHUIA- | -u30mponwi-3-meTiii- | H-nupa3zoino[4,3-bmupunnna

[MepememmBanu cmech S5-(2-3TOKCHUNUPUANH-3-m)-1-u3onponmi-3-metii-1 H-mpazono[4,3-b|nupuann-
7-xap6ansaeruna (0,55 r, 1,70 mmons), 1-nmuazo-1-gumerokcudochopunmnponan-2-oxa (423 mr, 2,20 MMoIb) U
Cs,CO; (1,66 1, 5,09 Mmmons) B MeOH (7 mur) mpu koMHaTHOH TemIieparype B TedeHne 2 4. CMech KOHLEHTpPH-
pOBaITH TIPH MOHMKEHHOM JABICHHU M dKCTparupoBaiu ¢ momompio DCM (20 mi x 2). O0bemuHEHHBIE OpTra-
HUYECKHE CJIOW TMPOMBIBAIIA COJIEBBIM pacTBopoM (20 mur), BeICyIuBaiu Haa Na,SO,, GUIBTpOBAIN M KOHIICH-
TPUPOBATH MPHU TIOHWKECHHOM JABJICHUU C TIONyYEeHHUEM HEOUHUIIEHHOTO S5-(2-3TOKCUITUPHUANH-3-1)-7-3THHWI- 1 -
n3zonponui-3-metni- 1 H-mupasono[4,3-bnupuauna (0,5 ).

[Monydenne Tpet-0yTrin-((6-xIoprmupa3uH-2-1iI)METHIT)KapbaMara

CN NHBoc

L L
C|)\/N C/\/N

B cycnemsuro Raney-Ni (307 wmr, 3,59 mmons,) B EtOH (20 M) noGaBmsum 6-XiopnupasuH-2-
kapoonutpui (1,00 1, 7,17 MMoib) 1 TpeT-0yTOKCHKapOOUMI-TpeT-0yTHiaKapoonart (1,72 r, 7,88 Mmouns), 3aTem
PCaKkIMOHHYIO CMECh TepeMEIINBalIi MPU KOMHATHOHM Temrmepatype B atMochepe H, (45 ¢dyHTOB/KB.ITI0IIM) B
TeueHne 16 4. PeakioHHyl0 cMech QUIBTPOBANIM Yepe3 LEIUT U (QUIBTPAT KOHIEHTPHPOBAIN IPH HOHMKEH-
HOM JIaBJICHHUH € TOJTydeHHeM ocTaTka. OCTaTOK OYHIIAIH C TIOMOIIBIO (ianI-xpomarorpaduy Ha cHiIUKarene (c
TPaIMEeHTOM AIIIOMPOBAHMS STHIIAICTAT/IETPOICHHBINA 3up, oT 0 1o ~10%) ¢ momyderuem tpet-oyTria-N-[(6-
XJIOpIHpa3uH-2-ui)Metui |kapoamata (1,05 r).

[Monydenune Tpet-0yTHin-((6-MeTOKCHIIUPa3uH-2-MT)METHIT)KapbamaTa

NHBoc NHBoc

NZ |
cl N ?
B nensuoii pactBOp TpeT-OyTHi-N-[(6-xmopnupasus-2-un)meri|kapoamara (500 mr, 2,05 mmoins) B
MeOH (10 mi) nobassiian metoken Hatpust (443 wmr, 8,21 MMOIIB), 3aTeM pEaKIMOHHYIO CMECh MTepeMEIINBaIIN
IpU KOMHATHOH TeMIepaType B TeueHue 16 4. PeakmoHHYI0 cMech KOHIIGHTPHPOBAIN IIPH MOHIKEHHOM J1aB-
nenun. Ocratok pazbasisum Bonoit (100 M) u sxctparupoBany stunanetatoM (100 mir x 3). O0beanHEHHbBIE
OpTaHWYECKHE CIOM NMPOMBIBAJIM HACHIMEHHBIM BOAHBIM pacTtBopoM NH4Cl1 (100 mur x 2), BeicymmBanu Haj Oe3-
BoaHBIM Na,SOy4, GUIBTPOBATN ¥ KOHIIEHTPUPOBAIN TPHU TOHMKEHHOM JAaBJICHUH C TOIydeHHeM octatka. Oc-
TaTOK OYHIIATM C TOMOLbI0 (upII-XpoMaTorpaduu Ha CHIHKarene (C JIIOMPOBAaHMEM JTHIIALCTa-
Tom/mieTponieitHbIM - 3¢upom, or 0 g0 ~16%) c momydeHmeMm TpeT-OyTHiI-N-[(6-MeTOKCHITHpa3HuH-2-
nn)Merwi|kap6amarta (300 mr).

- 80 -



037544

[Monyuenne (6-MeTOKCHIHMPa3HH-2-MI)METaHAMHHA THAPOXIOPUIA

NHBoc NH,

HCI
NZ | ——————— NZ |
N N
[TepememmBanu pacTtBop TpeT-0yTua-N-[(6-MeToKcumUpaszuH-2-mwi)Metui|kapbamara (350 wmr, 1,46
mMoutb) B 4H. HCl/muokcane (10 mur) mpu KOMHATHOW TeMIlepaType B TedeHHe 2 4. PeakiimoHHYI0 cMech KOH-
UCHTPUPOBATH TOJ] JaBICHHEM C MOJIy4YCHUEM (6-METOKCHITMPA3HH-2-UII)METaHAMHUHA THIpoxiopuna. Heouwn-

MICHHBIN MPOIYKT MPUMEHSIIN HEITOCPEICTBCHHO 03 JOTIOTHUTEIFHON OYHCTKH.
[TomoOHBIM 00pa30M MOTyYalH CIACTYIOIIEe COCTNHCHNUE:

X

H—CI
Z NH
N 2

(3-MeTokcunMpasuH-2-uiI)MeTaHaAMUHA THAPOXIOPHUIL.
[Monydenne (4-MeTOKCH-3-TIMPUINIT)METAHAMHHA

Il NH,

|
N N

B pactBop 4-Metokcunmpunu-3-kapoorutpmia (200 mr, 1,49 mmoins), 25% ammuaka B Boze (0,23 M) u
MeOH (5 mi) no6asmsim Raney-Ni (30 mr, 10%), peakiinOHHYIO CMECh IIePEMEIINBAIHN IPH KOMHATHOM TeMIIe-
parype B Teuenue 4 4 B atmocepe H, (45 GpyHToB/KB.I10¥IM). Peakionnyio cMech QMIBTPOBAIN C yAaJIeHUEM
KaTajgu3aTopa U ocaJiok Ha GuibTpe mpombiBanu ¢ momoisio MeOH (10 M x 3), GpunbTpaT KOHIEHTPHUPOBAIN
MOZ BAaKyyMOM C T[IOJyYeHHEM HEOYHIIEHHOTO TPOJYKTa, MpEJCTaBIIoImEro coboil (4-merokcu-3-
nupuguin)Meranamut (150 mr).

IMomyuenue 6-mermirentit-3-((5-6pom-1-usonpommi-3-merui- 1 H-nmupazono[4,3-bnupuaun-7-

WJI)THO)TIPONIaHOATa
SH
OﬁJ/ Br: N\ {
| N
(r° AN
A )&
I N S
S N’
> 0.
. )\ ﬁ)/

34

[TepememmBanu pacTBop 5,7-mubpom-1-m3onponuin-3-meti- 1 H-mapaszomno[4,3-b]mupununa (150 mr, 0,45
MMOJIb), 6-MeTHITenTIII-3-MepKanTonpomnanoata (124 mr, 0,57 mmons), DIPEA (116 mr, 157 Mk, 0,90 MMoutb)
B NMP (2 mu1) nipu K.T. B HHEpPTHOH aTMocdepe B TedueHue 15 MHH, TOCIe Yero ero IMOMENIaad Ha MaclsTHYIO
6anto npu 50°C n mepeMeInnBaid B TeUyeHWE HOYHM. Paznernsmn Mexxay Bomoit (25 Mi) M pacTBOPOM II€HTaHa:
stunanerata (1:1) (50 mi). BomH. cioit skcTparupoBainu cBexero neHtana:tmianerara (1:1) (20 mur). O6benu-
HEHHBIC OpT. ciion BeicymmBain (Na,SO,) M KOHIEHTpUpoBaTu. HeounIeHHpI MaTepral OYHIIaIN C ITOMO-
mbio (dII-XpoMaTorpaduy ¢ MoMoIIbIo renrana:sTmwianerata ot 1:0 go 0:1, ¢ nonyueHneM 6-MeTHIATEITHII-3-
((5-6pom-1-n3onponmn-3-metuin-1 H-nupazono[4,3-b|nupunus-7-wi)tro)npomnanoara (194 mr).

IMomyuenue 6-metmirenTwi-3-((5-(2-3Tokcunmupunus-3-mn)- 1 -u3onpomnwi-3-metui- 1 H-nupazono[4,3-
b]mupuIuH-7-1I1)THO )ITpoTIaHoaTa

z
O
e

A\
Y
P4
—V4
v
o]
o
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JerazupoBanu CYCIIEH3HIO 6-meTunrenTi-3-((5-6pom- 1 -uzonpomnmi-3-metui- 1 H-mupazono[4,3-
b]mupunun-7-win)tHo)npomnanoara (194  wmr, 0,41 MMOJIb),  2-3TokcHu-3-(4,4,5,5-terpameruin-1,3,2-
nmokcaboponan-2-ummupuauaa (123 mr, 0,50 mmons), PACl,(dppf)-CH,Cl, (84 mr, 0,10 mmons), K,COs (85
Mr, 0,62 MMoib) B 1,4-muokcane (5,5 mut) u Bozae (0,3 mi1) myTeM 6apOOTHPOBAHMS a30Ta B TeUCHUE 3 MUH U 3a-
TeMm nepememuBany npu 105°C B Teuenue 4 4. bonblryro yacTb pacTBOpUTENs yJalsiy Hoj BakyymoM. [lomy-
YeHHBIA OCTATOK IMOTJIOMIAIH dTHIIAIeTaToM (25 MiT) M QUIBTpOBaIK Yepe3 TOHKUH CIIOH IeNuTa, KOTOPBIA Mpo-
noackuBainy stunanetatoM (10 mir x2). O6beaArHEHHBIE QUIBTPATHI IPOMBIBAIN COJEBBIM pacTBOpoM (20 M),
BeicymuBam (Na,SO4) W KOHIEGHTPHPOBAIH. HeodwimeHHBI MaTepuan OYHWIIAId C TIOMOIIbIO  (hIdImI-
xXpoMaTtorpaguu ¢ MoMoImIpi0 TenrtaHa:Tmiaanerara ot 1:0 mo 0:1, ¢ momydenuem 6-mermnrentui-3-((5-(2-
JTOKCUTTUPUINH-3-11)- 1 -u3omponi-3-metui- 1 H-mupa3zoino[4,3-b Jmupuaun-7-un) o ))npomnanoata (128 mr).

[Tomydenne >Tri-5-(THAPOKCUMETHIT ) U30KCa30J1-3-KapOoKkcuIaTa

(0]
0O
/\OH + /\O)l\/Noz /\(/ﬁ,)ko/\
HO

o-N
B pactBop mpon-2-un-1-oma (500 mr, 0,52 mur, 8,92 MMonbs) u dTWI-2-HUTpoareTaTa (2,26 r, 1,88 mu,
16,95 mmomns) B EtOH (15 mur) no6asmsimn DABCO (1,0 1, 8,92 Mmonb). CMech nepememuBainu rnpu 80°C B Te-
YyeHne 72 9 IpU HarpeBaHHWU C TOMOIIHI0 MUKPOBOJIHOBOTO M3Ny4deHH. CMech KOHIICHTPHPOBAIHN U HEMOCPE-
CTBEHHO OYHINAHN C MMOMOIIBIO (pidII-XxpomMaTorpadun ¢ MOMOIIBIO TenTana:Trnanerara = ot 1:0 mo 0:1, ¢ mo-
JTydeHUEM 3THI-5-(THAPOKCUMETHI)N30KCca30-3-kapookcumara (400 mr).
[Momyuyenne 3TII-5-(HTOPMETUIT)H30KCA30II-3-KapOOKCHIaTa

O O
F

HO o-N o-N

B pactBop >THI-5-(THApOKCHMETHIT)U30KCca30d-3-kapookcunara (50,0 mr, 0,29 mmons) B DCM (2 mit) no-
GaBisn TudTHIAMUHOCEpH! TpudTopun (70,6 mr, 0,06 mi, 0,44 mmons). Cmecs nepememuBaiu rnpu 40°C B
teuenne | 4. Jlo6aBnsim Boxy (3 M) M CMECh SKCTparupoBain dTuianeratoM (5 mi x3). OObeIMHEHHbIE Opra-
HUYECKHE CIIOM TPOMBIBAJIM COJIEBBIM pacTBOpoM (5 mut), BeicymuBany Hax Na,SO, u KoHIeHTpupoBaiu. He-
OYHITIICHHYIO CMECh OYHIIAIH C MTOMOIIBI0 (IdII-XpoMaTorpaduu ¢ MOMOIIBIO TenTana:dTuiamnerata = ot 1:0 1o
0:1, ¢ momyyenunem d>Trin-5-(hTopMeTHIT)N30KCca30i-3-kapbokcunara (41,0 mr).

[Monyuenne (5-(pTOpMETHIT)N30KCA30T-3-HIT)METAHOIIA

(0]
N
e
F o-N F/\(OFN/\

B pactBop atmi-5-(¢propmernin)usokcaszon-3-kapookcunara (50,0 mr, 0,29 mmons) B THF (4 mur) npu 0°C
nobasisuin amomoruapun utus (0,43 v, 0,43 mMons, 1M B THF). Cmeck nepememmBanu mpu 0°C B TeueHHE
1 4. JTo6GaBIisiTy MOTyHACBHIMICHHBIA PACTBOP TapTpaTa HATpHs-Kaus (5 MJI) M CMECh TIIATEIHHO MEPEMEITUBAIN
B Teuenne 30 muH. 3aTeM cMech dKcTparupoBaiu stmnaneratoM (10 mir x 3). OObeaMHEHHBIC OpraHUYEcKUe
CJIOW TIPOMBIBITH COJIEBBIM pacTBopoM (10 M), BeIcymmBanu Haa Na,SO,4 1 KOHIICHTpUpoBanu. HeodnmmeHHyro
CMECh OYHINANIN C MIOMOIIBI0 IIBII-XpoMaTorpaduu ¢ TOMOIIBIO TenTaHa:dTrnanerara = ot 1:0 go 0:1, ¢ momy-
genueM (5-(hropmernin)uzokcazod-3-mi)meranona (29,0 mr).

[Monyuenne 3-(6pommeTHi)-5-(PTOPMETHIT)M30KCa30I1a

B pactBop (5-(dTopmerun)uzokcazon-3-mi)meranona (17,0 mr 0,13 mmons) B MeCN (2 M) go6aBmsuim
tpudenmnpochun (68 mr, 0,26 mmons), 2,6-mytuaus (13,9 mr, 0,015 mi, 0,13 mmons) u CBry (86 mr, 0,26
MMOJIB). PeakIimoHHYI0 cMech NepeMelInBalli P KOMHATHOH TemIeparype B TedeHue 1 4. CMech KOHIIEHTpPH-
pOBaIM ¥ HEMOCPEICTBEHHO OYHIAIH C OMOIIBIO (IdII-XpomMarorpadyy ¢ IIOMOIIBIO TeNTaHa:ITHIaneTaTa =
ot 1:0 no 0:1, ¢ mosydenuem 3-(6pommernin)-5-(propmermn)nzokcazona (12 mr).

[Moxyuenne strn-5-(6pomMMeTHIT)N30KCa301-3-KapOoKcHaTa

o o
/‘(/\IHLO/\ . /‘(/\,Hko/\
HO  o-N Br  o-N

B pacTtBOp 3THI-5-(THAPOKCUMETII ) M30Kca30I-3-kapookcwmiara (50 mr, 0,29 mMoins) B MeCN (2 mun) mo-
Gasisun Tpudennndochun (153 mr, 0,58 mmons), 2,6-mytunus (31,3 mr, 0,034 mi, 0,29 mmons) u CBry (194
Mr, 0,58 MMoITh). PeakmmoHHy0 cMech TepeMelInBalid Ipu KOMHATHOW TeMIieparype B TeueHue 1,5 4. Cmech
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KOHIICHTPUPOBAIA M HEMOCPEACTBCHHO OYHUINAIHA C TIOMOIIBI0 (I3m-xpomMarorpaduu ¢ MOMOIIBI0 TenTa-
Ha:3TIWIaneTata = ot 1:0 1o 0:1, ¢ momydeHueM >THII-5-(OpOMMETHIT)H30KCca30I-3-KapOokcmiaTa (68 mr).
[Monyuenune (5-(6poMMeTHT)H30KCa30II-3-MIT)METaHOIa

/‘(/\'H‘\O/’\ - /s(/\"/\OH

Br o-N Br o-N

B pactBop 3THI-5-(6pommeTHiT)n30Kcazon-3-kapookcunara (26 mr, 0,11 mmoins) B THF (1 mur) mpu 0°C
nobasnsy ruapun auuzonporuiaamomuans (0,12 mi, 0,12 mmoins, 1M B THF). CMech nepememmmBanu mpu 0°C
B TeueHue 2 4. Jlo6asmsu emie 0,12 MMoIb pacTBOpa THAPUAA JHU3OIPOITUIATIOMUHHAS U CMECh ITepEMeIIBa-
mu B Teuenue eme 1 4. JJobarmsumu 3 xamm 4M HCl (BogH.) ¢ OCHEAYIOMMM J00aBICHHEM MTOTYHACHIIIIEHHOTO
pacTBopa Taprpara Harpus-kaius (5 ). CMech TIIATENBHO mepeMenmBaiu B TeueHue 30 MuH. 3aTeM cMech
skcTparupoBany dtmaneraToM (10 mur x 3). OObeqMHEHHBIE OpTraHMYECKUE CIIOU MMPOMBIBAIN COJIEBBIM PaCcTBO-
poM (10 mi), BeicymmBanu Hag Na,SO, M KOHLUEHTPUPOBaIM C MoiydeHueM (5-(0poMMeTHiI)H30Kca3oi-3-
wi)meranona (21,3 mr, 0,11 MMoIB).

[Momyuyenue 5-(6pommerwn)-3-(hropmeTrin)uzokcazona

Br o-N Br o-N

B pactBop (5-(6pomMeTrin)nzokcazon-3-mimeranona B DCM (1 mu1) mo6aBisuti JUITHIAMUHOCEPHI TPH-
¢dropun (70,6 mr, 0,06 mi, 0,44 mmoinp). Cmech nepemenuBany npu 40°C B teuenue 1 4. JJobasisuin Bomy (3
MIT) U CMECh 3KCTParupoBai dTIiIaneTatoM (5 mi x 3). O0beqMHEHHBIC OPTaHUYECKUE CIIOM IPOMBIBAITU COJIC-
BBIM pacTBOpoM (5 M), BeicymmBaiu Hax Na,SO4 ¥ KOHIIEHTpUpOBaIH. HeouneHHy0 cMeCh OYHIIIAIH ¢ TI0-
MOIIbI0  (mam-xpomarorpadhud ¢ TOMOIIBIO renTaHa:dTWwiameratra = oT 1:0 mo 0:1, ¢ momydyeHueM 5-
(6pommeTrn)-3-(propmernn)uzokcazona (7,0 mr, 0,04 MMOTIB).

[Monyuenne meTmi-1-(mudTopmeTwn)- 1 H-mupason-4-kapOokcunara

B pactBop 1-(mudropmermn)- 1 H-nmupazon-4-kapoonooii kucnots! (100 mr, 0,62 mmons) B DCM (4 M)
nob6asismu (nuazomeriun)tpumerwicuinan (0,62 mi, 1,23 mmonb, 2M B rekcane). CMech IepeMeIIBaid IpU
KOMHaTHOU TemriepaType B TedeHue 2 4. Jlobassim ykcycHyro kucioTy (0,2 Mir) M cMech BBIIApUBAIH COBMeE-
CTHO ¢ TomyosioM (2x20 mi) ¢ momydeHueM MeTwi-1-(mudropmernn)-1H-mmpazon-4-kapbokcunata (99,0 wmr,
0,56 MMOJIB).

[Moxyuenne (1-(mudropmerun)-1H-nmpazon-4-mr)meranona

B pactBop metmi-1-(mudTopmernn)-1H-nupazon-4-kapookcunata (120 mr, 0,68 mmons) B THF (4 M)
npu 0°C mobasmstmu amomoruapun utus (1,0 mur, 1,0 mmons, 1M B THF). Cmechs nepemenuBanu nipu 0°C B
Teuenne | 4. J[00aBIIsUTM MOJTyHACHIICHHBIN PAcTBOp TapTpaTa HaTpHs-Kaiaus (5 MJI) M cMech TIIATEIbHO Iepe-
MemmuBaK B TedeHne 30 MuH. 3aTeM cMech dKCTparupoBaimn dtuiaretaroM (10 vt x 3). O0bequHEHHBIE Opra-
HUUYECKHUE CIIOU MPOMBIBAIM CONEBBIM pacTBopoM (10 mi), BeicymuBanu Hax Na,SO, u koHIeHTpupoBanu. He-
OYMIICHHYIO CMECh OUHUINAIN C MOMOLIBIO (IIBII-XpoMaTorpaduy ¢ MOMOLIBIO TenTana:3TuiIanerara = ot 1:0 xo
0:1 ¢ mommyuenuem (1-(audpropmernin)-1H-nupazon-4-un)meranona (101 mr, 0,68 MMoI).

[Monyuenne 4-(6pommeTin)-1-(mudropmernn)-1 H-mupazona

HO N\ Br N
N
N

N

- -

F F

B pactBop (1-(mudropmernn)-1H-mupazon-4-un)meranona (30 mr, 0,20 mmons) B MeCN (1,5 mi) mobas-
s tpudermndocdun (106 mr, 0,41 mmonb), 2,6-nmytuaud (21,7 mr, 23,6 Mk, 0,20 mmonb) u CBry (134 wmr,
0,41 mMonb). PeaknionHyro cMech nepeMeInBaiy Mpu KOMHATHOW Temneparype B Teuenne 1 4. Cmech KOH-
HEHTPUPOBAIM W HEMOCPEICTBEHHO OYMINAIM C IOMOLIbI0 (uauI-xpomarorpaduyd ¢ IOMOIIBIO TenTa-
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Ha:3TWIaneTara = ot 1:0 1o 0:1 ¢ momyuenuem 4-(6pommertin)-1-(audropmermn)-1 H-tupazomna (29 mr).
[Monyuenne N-((1-(auprTopmernin)-1 H-nupazon-4-mm)MeTwin)-5-(2-3TOKCHITUPUIUH-3-1T)- | -H301pOTTHII-
N-(4-meToxcubenswmn)-3-metui- 1 H-mupa3zono[4,3-b |mupuann-7-aMruHa

/N O~ N o~

Br z
N /\T[%N N
N ° N O

-

/\ l\\l' O NN
Lo~ T~

SN F

B cycnensuio NaH (3,79 wmr, 0,095 mmoins, 60% Bec./Bec.) B THF (1 mu) mpu 0°C mobasmsumu 5-(2-
STOKCUNUPUANH-3-11)- | -u3onpormi-N-(4-meTokcubensnn)-3-metni- 1 H-nupazono[4,3-b mupuaun-7-aMuH
(20,5 mr, 0,05 mmonp). Cmech nepemerBany ipu 0°C B Teuenue 15 MuH niepen nodasinenneM 4-(0poMMETHIT)-
1-(mudropmermn)-1H-nupazona (10 mr, 0,05 mmons) B THF (1 mur). OGecrieunBany MeIUIeHHOE HarpeBaHUE
peaKkuMOHHOM cMecH 10 KOMHATHOM TeMIepaTypsl U ee IepeMemrBaiy B TeueHue 2 4. Jlobasisum Boxy (5 M)
U CMECh DKCTparupoBaiy dtuianetaTtoM (5 Mia x 3). OObeiMHEHHbIE OPTaHNYECKUE CJION MPOMBIBAIH COJICBBIM
pactBopoMm (10 mu), BeicymuBanu Haa Na,SO, ¥ KOHIEHTPUPOBaIH. HEOUHIIeHHYI0 CMeCh OYMINAIHA C TIOMO-
mpio  mam-xpomarorpadhun ¢ momomelo renTaHa:dTHiaanerata = ot 1:0 mo 0:1 ¢ momyuenmem N-((1-
(madropmernn)- 1 H-mupazon-4-um)mMetnn )-5-(2-3TOKCUTTUPHINH-3-11)- | -u3onponi-N-(4-MeToOKkcHOeH3 1T )-3-
Metwi- 1 H-upa3zono[4,3-b]mupuann-7-amuna (23 mr, 0,04 MMoIs).

Crienyromye IpuMephl:

5-(2-sroxcunupuanH-3-ui)-N-((5-(pTopMeTrT)M30KCca301-3 -1 )MeTHN ) - | -r3onpormi-N-(4-MeTOKCHOCH-
3min)-3-meTtwi- 1 H-mpasono[4,3-bJmmpuann-7-amMmun
N | O~
A N
I T W

Q-
/

N/
\
0]
F

TTOJTY9ICHHBIH u3 5-(2-3ToxcunupuauH-3-mi)- 1 -uzonponmi-N-(4-meTokcnoeH3mn)-3-metmi- 1 H-
npasono[4,3-b|uupuaun-7-amuna u 3-(6poMMeTin)-5-(GpTopMETHIN)H30KCA301a;
5-(2-srokcurmmpunus-3-mn)-N-((3-(pTopmeTrin)u30Kkcazon-5-min)MeTrin)- 1 -uzonponui-N-(4-MeTokcnOeH-
3mi)-3-meTtwi- 1 H-nmpasono[4,3-bmmpuann-7-amMmun
N

MOJTy4EHHBIN u3 5-(2-3TokcurmupunuH-3-uin)- 1 -u3onponmi-N-(4-meTokcnoeH3mn)-3-metmn- 1 H-
npasono[4,3-b|nupuaun-7-amuaa u S-(0pommeTHi)-3-(hTOpMETHII)M30KCa30i1a, MOTydaln MoJ00HBIM 00pa-
30M.

[Moxyuenwue (2-okco-1,2-AUrHAPOTTUPHUIUH-3-1IT)00POHOBOI KHCIIOTHI

~
]
7 7
"y .;:QLE}Z:_. i I on
B TMEDA n-BuLi B”
o)  MBUH O OH

K pactBopy 3-6pommupunun-2(1H)-ona (3,3 r, 19 mmons) 8 THF (200 mir), oxnaxaernomy no -78°C, no-
6asisui o karusiM TMEDA (terpametwmtanieHanamMus) (6,6 T, 57 MMoITb) B TedeHHEe 15 MUH ¢ Tocnemyro-
mM no6asneHueM n-Buli (B rekcane, 2,5M, 23 mur). TlonydeHHyI0 cMech MepeMeNIMBaiy B TedeHne 15 mMuH
npu -78°C u 3aTeM HarpeBasiv 10 KOMHATHOW TeMIepaTyphl. Peaknnonnyro cmech oxiaxaamu g0 0°C u go6aB-
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JSUTH 110 KarutsiM Tpumetninoopar (3,9 r, 38 mmonb) B reuenue 30 muH. [Tocie 3aBepuienus 1o0aBieHUs peaKu-
OHHYIO CMECh HarpeBalid 10 KOMHAaTHOM TeMIepaTyphl U MepeMelIBalid B TeyeHue 15 4. 3ateM cMmech OXJIax-
nmamu g0 0°C u no0aBmsui HEOOJBIIOE KOJIMYESCTBO JibJa ¢ mocieayromum nobasinenuem HCI (Boma., 100 mo,
2M). VY pansnu THF npu noHM>XeHHOM JaBJIEHUU M BOJHBIN PAcTBOP JBa)Abl MPOMBIBAIH AUXJIopMeTaHoM (50
MII X 2). MemieHHO 100aBIIsuIn KOHIEHTPUPOBaHHBIN BOoHBIN pacTBop NaOH no moctmkenns pH 5 u o6paso-
BaHUs ocanka. Cmech oxnaxaanu no 0°C u mepememuBany B TedcHue 10 MuH. TBepoe BemecTBo codupanu
MOCPENICTBOM (PIITBTPAIIMH, TPOMBIBAIN XOJOJHONW BOJOW W BBICYIIIMBAIH IOJ BAKyyMOM C TOJy4eHHEeM (2-
0KCO-1,2-TUruAPOTIMPHIINH-3-11)00POHOBOM KHCIOTEHI.
[Monyuenne 2-(TpudropMeTn)MUpUANH-3-KapOOHUTPHIIA

Zn(CN),
Pd(PPh)s
LT NP A
F Z B ——
| F'Y

N
X N

K 3-6pom-2-(tpudropmerrn)nupununy (1 1, 4,42 mmons) B NMP (10 mi) mobasisum Zn(CN), (572 wr,
4,87 mmoub) 1 Pd(PPhs), (1 T, 0,885 MMob), 3aTeM peaknMOHHYI0 cMech TiepeMentuBay npu 140°C B TeueHne
1 4 Ipy MHUKPOBOJIHOBOM HarpeBaHUH. PeakIIMOHHYIO CMeCh OXJIa)<Ialld 0 KOMHATHOM TemIiepaTypsl, Gpuibt-
poBaiu 4yepe3 LEenuT ¥ npoMbiBain dTriaaneratoM (100 mir). PeakunoHHyro cMech SKCTparupoBajIn dTHIIaNeTa-
ToM (100 Myt x 2) 1 opraHudeckue cjaou npomMeiBaiy Boaoi (100x3 mur), comeBsiM pactBopom (100 mur), BEICY-
mmBany Haj 6e3BoaHbIM Na,SO,, GuibTpoBany n KOHUEHTPUPOBAIH MTPH TOHWKEHHOM JIaBJICHHUH C TIOJTyYCHHU-
eM ocratka. OCTaTOK OUYMINAIM C TOMOLIbIO (uII-XpoMaTorpaduu Ha cuiMKareie (TETpOJCHHBIH
a¢up/aTHIIALIETAT) C TTOyYeHUEM 2-(TpU(TOPMETHI) THPUINH-3-KapOOHUTPHIIA.
[Tomyuenne (2-(TpH(bTopMeTHn)anmmH 3-un)MeTaHaMuHa
e F ' | Ni Penes, NH3.H20 e F NHz
] T

Ne MeOH N

B pactBop Raney-Ni (50 mr, 0,581 mmoisie) B MeOH (20 M) mobaBnsiiam 2-(TpudTOPMETHIT) TAPUIAH-3 -
kapoonuTpmia (500 mr, 2,91 mmons) u NHi.Boxy (6M, 5 min), 3aTeM peakIMOHHYIO CMECh IePEeMEIINBa IpH
30°C B Teuenue 2 4. PeakIMoOHHYIO0 CMECh KOHIIEHTPUPOBAIIN MPH MOHKEHHOM JIaBJICHUH C TIOTyYEHHUEM OCaJl-
ka. K ocrarky no6asmsiim HCI (2M, 2 M) u Bogy (10 mur). ITomydyennstit pactBop smodunusuposamu. Heoun-
IIEHHBIH POAYKT IIPUMEHSIIN Ha CIIeTyIOmeHl cTaauy 0e3 JOIOIHUTEIFHONH OUYUCTKH.

[Moxyuenue Tper-0yTHiI-((5-METOKCUITUPUMHUANH-2-MIT)METHIT)KapOamara

I?oc
|N| NH
J\ Ni Penesn /I:
NTSN N°N
V MeOH H%l
O O

Jlo6aBisiu cMech S-MeTOKCHITUpUMHANH-2-kapOonutpuia (100 mr, 0,74 mmons) u Boc,O (194 wmr, 0,89
mmoinb) 1 MeOH (5 min) k Raney-Ni (30 mr, 10%), peakunoHHYyI0 cMeCh NepeMENINBAIN ITPU KOMHATHOH TeM-
neparype B TedeHue 2 4 B armochepe H, (45 GynToB/KB.q101M). PeakimorHyto cMech (pUIBTPOBAH C yIaICHH-
€M KaTaJ3aTopa 1 ocafiok Ha ¢unbTpe npomsiBasu ¢ momouisio MeOH (10 mit x 3) u puinbTpaT KOHIEHTPHUPO-
BaJIM TI0/1 BaKyyMOM. HeodHIeHHbIH TPOIYKT OYHUIIAIH C TOMOMIBI0 (praI-xpomarorpadun Ha cuiiukaresne (0T
0 mo ~10% »oTumamerata B meTposieciiHOM 3dupe) C IMoIydeHHeM TpeT-OyTHi-((5-MEeTOKCUITHPUMUANH-2-
WI)MeTr)Kapbamara.

[Monydenne (5-METOKCUITUPUMUIANH-2-HI)METAHAMUHA THIPOXJIOPHIA

I?oc
/[NH NH, HCI
HCl/aunokcan N/EN
kH V
SN

[TepememmBanu cmech TpeT-6YTI/IH—((5-MeTOKCI/IHI/IpI/IMI/IZ(I/IH-2—HH)MCTHH)Kap6aMaTa (100 wmr, 0,42 MMOJIB)
n nquxaopmetana (5 mi) u HCl/anokcana (4M, 2 M) ipu KOMHATHOM TemmepaTtype B Tedenue 0,5 4. B peakuu-
OHHYIO cMech J100aBisuTi BoAy (10 MiT) M pacTBOp KOHIEHTPHPOBAIH MO BaKyyMOM C ITOJIydYEHHEM OpraHuye-
CKOH (ha3bl ¥ BoAHYIO (a3y IHOPHUIN3NPOBAIIH C TIOIYYSeHHEM HEOUHIIEHHOTO NMpoayKTa. [lomyyanyi HeounIeH-
HBII IPOJIYKT, MPEACTaBIISIOMNI C000ii (5-METOKCUITMPHUMHINH-2 -HT)METaHAMUH.
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[MomyuyeHne 4-METOKCUTHPUMHUTUH-2-KapOOHHUTPHIIA
cl Pd(dppfiCl, CN
WAy 2Ny NN
I I

[Mornmomamu 2-xmop-4-metokcunupumuaud (600 mr, 4,15 mmons) u Zn(CN), (292 wmr, 2,49 MMonb) u
Pd(dppf)Cl, (607 mr, 0,83 MMoIIB) B IpoOUpKe I MUKPOBOJTHOBOM 00paboTku ¢ momonsio NMP (3 mur). 3a-
KpBITYIO TipoOupKky HarpeBanu npu 140°C B TedeHne 1 9 ¢ MOMOIILI0 MUKPOBOJTHOBOTO M3ITy4eHHUs. Peakinon-
HYI0 CMECh OXJIXKIaIH J0 KOMHATHON TeMIepaTypbl, GUIBTPOBATH Yepe3 LEIUT U MPOMBIBATH JTHIAICTATOM
(20 mur). PeakunoHHYI0 cMeCh AKCTparupoBaid sTmianeraToM (20 Mt x 3) M OpraHMYecKHe CJIOW MPOMBIBAIN
Bozoi (20x3 M), coneBbIM pacTtBopoM (20 M), BeICymuBany Haa 6e3BogHbIM Na,SO,4, GUIBTPOBAIN U KOH-
UCHTPUPOBATH IPH MOHWXCHHOM JABIICHUH C MOJIYYeHHEM ocTaTka. OCTaTOK OYHMINAIM C TMOMOIIBIO (hIIdII-
xpomarorpaduu Ha cwimkarene (METpOJICHHBIN 3(up/ITHNaNeTaT) ¢ MONydYeHHEeM 4-METOKCHITHPUMUIAH-2-

KapOOHHTpHUIIA.
[Momyuenne Tper-OyTHin-N-[(4-MeTOKCUITMPUMUIUH-2-MIT)METHII |[KapOaMaTa
eN B‘_’Czo’ NHBoc
,J\ Ni Penes, Ha /[
N~ |N _— N= "N
o)\) EtOH PG

! |

B pactBop Raney-Ni (25 wmr, 0,296 mmonps) B EtOH (5 ™) noGaBmsumn 4-MEeTOKCHTTUPHMHIUH-2-
kapoonutpuia (200 mr, 1,48 mmoib) u Boc,O (355 mr, 1,63 mmons, 0,374 mi) B atmochepe N,, 3aTeM peakiim-
OHHYIO CMECh ITepEeMELINBAIIN IIPH KOMHATHOW Temneparype B atMochepe H, (45 ¢pyHToB/kB.101IM) B TeueHne 2
4. PeakimoHHyI0 cMech (QUIBTPOBAIN Yepe3 LEIUT U KOHIIEHTPHUPOBAIN TP MIOHWKEHHOM JIaBJICHHUH C MOJTyde-
HUeM ocrartka. OcTaToKk OYMIIAIM C IOMOIIBIO (uUIII-XpoMaTorpaduu Ha CHIIMKarene (MeTpoJeHHbBIA
a¢up/3THIIALIETAT) C TTOTydeHUEM TPpeT-0yTriI-N-[ (4-MeTOKCUITHPUMHUITH-2 -1JT)METII |KapOaMaTa.

[Monyuenne (4-MeTOKCHIUPUMUANH-2-MIT)METaHAMHUHA THApoOpoMHKaa

NHBoc NH, HBr

Ji HBr/H,0 J:
N IN —— » N7 lI\I
N N
| |

[MepememmBanu pactBop Tper-OyTHi-N-[(4-MeTOKCUIMPUMUIUH-2-1T)MeTHI |KapOamaTa (100 mr, 0,418
mmonb) B HBr/Bone (3 Mir) mpu KoMHaTHOH TeMneparype B TedeHue | 4. PeakmoHHYI0 cMech KOHIIEHTPHPOBa-
I TpU TOHWKEHHOM JABJICHUM C MOTy4E€HUEM ocajka. HeoduIeHHBIH MpoIyKT NPUMEHSAIN Ha CIEAyoUien
cTaguu 0e3 TOTIOTHUTEIBHON OUMCTKH.

[Tonyuenne 6-MeTOKCI/IHI/IpI/IMI/I,I[I/IH—4-Kap6OHI/ITpI/IHa

Zn CN 2,
r Pd(PPhg3)4 /ﬁ\
J )

B pactBop 4—XJ'IOp-6-MGTOKCI/IHI/IpI/IMI/IL[I/IHa (11,692 MMOJ‘IL) B DMF (10 mu) no6asmsiim Pd(PPhs), (2 T,
1,38 mmonn) u Zn(CN), (487 wmr, 4,15 mmoup). Peaknmonnyto cmech nepemeruBaiu nmpu 80°C B Teuenue 16 4.
PeakimoHHYI0 CMeCh OXJIaKAAIM 10 KOMHATHOH TeMIepaTrypbl, GUIBTPOBAIN Yepe3 LENUT U IPOMBIBAIN JIU-
xyopmeranoM (100 mur). PeaknmuonHyro cMech dkcTparupoBaiu auxsiopmeranoMm (100 mur x 3) u opraHUYecKue
cion npombiBany Bogoi (100x3 M) u comeBbIM pacTBopoM (50 mi), BeIcymmBanu Hax 0e3BOgHBIM Na,SOy,
(UIBTPOBAIM ¥ KOHIIEHTPHPOBAIM TPH IMOHWKEHHOM JIABJICHUH C IOJy4eHHeM ocTtaTtka. OCTaToK OYMINANH C
NoMOIIBI0  (udII-XpoMarorpadpuu Ha cuiaukareie (TMEeTpoJeHHbIH J(up/sTHianeTaT) ¢ IMOJdy4eHHeM 6-
METOKCHUITMPUMUANH-4-KapOOHHUTpHUIIA.

[Moxyuenue Tper-0yTHin-N-((6-MEeTOKCUITUPUMHIUH-4-1T)METHI)KapOaMaTa

CN NHBoc
Ni Penes, Boc20

Y _ AN

|

N EtOH, 2 4. !

I N , &4 ? \.N/J
B pactBop Raney-Ni (25 wmr, 0,296 mmonps) B EtOH (5 ™) noGaBmsumi 6-METOKCHTTUPHMHIUH-4-

kapoonutpua (200 mr, 1,48 mmonb) u Boc,O (355 mr, 1,63 MmMonb, 0,374 M), 3aTeM peakIMOHHYIO CMEChH Tie-

peMeImBaIy pyu KOMHATHOW Temmeparype B atMocdepe H, (45 dhyHTOB/KB.MI0¥M) B TedeHue 2 4. Peaknnon-
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HYIO0 CMECh (QWIBTPOBAIIM Yepe3 MEeTUT U MpoMbIBaiu ¢ moMornbio EtOH (20 mi x 2), oTduimsTpoBaHHOE KOH-
HEHTPUPOBAIM TPU ITOHW)KEHHOM JABJICHUM C TOJy4YeHHeM ocTarka. OCTaTOK OYMINAIM C MOMOLIBIO (IIdII-
xpoMatorpa¢puu Ha cuiIMkareie (HeTpolieiHbIi sdup/sTHianeraT) ¢ nHolMydyeHHeM TpeT-OyTHi-N-[(6-
METOKCUITMPUMUANH-4-HIT)METHII |[KapOaMaTa.
[Monydenune (6-METOKCUTTUPUMUINH-4-1JT)METAHAMHHA
NHBoc NH,

Z N ———— "N
= )I HCl/onokcan , J
| N (|) N
ITepememmBanu pactBop TpeT-0yTHI-N-[(6-MeTOKCHITUPUMUANH-4-1T)MeTriI |kapbamaTta (240 wmr, 1,00
mMmoutb) B HCl/nmokcane (10 mur) mpu KOMHATHO#M TemriepaType B TedeHne 2 4. PeaknMoHHYI0 cMech KOHIICH-
TPHUPOBAJIH IIPY TOHIKEHHOM JaBJICHHUH C MTOTydeHHeM ocaaka. OCTaTOK MPHMEHSIIN Ha cexyroneii craanu 6e3
JIOTIOTHUTEIHHOMN OYNCTKH.
[Tonydenne 3-6pOMITUKOIMHATBICTHAA

. o}
t-BuLi,DMF ||

Na

K pactBopy 2,3-mubpomnupuguna (5 1, 21,11 Mmmons) B Tomyose (50 M) mob6aBmsmu mo karmisM t-BuLi
(1,3M, 19,50 M) mipu -78°C B atmocepe N,. [TomyueHHyI0 cMech mepememyBaiy npu -78°C B TeueHne 2 4.
Job6asmstm no kamsiv DMF (1,9 1, 25,33 mmous) nipu -78°C. Cmech nepeMernBainy rnpu -78°C B TeueHue enie
2 4. PactBop racumu ¢ nomomsto NH4Cl (BoaH., 1 M) mpu -78°C 1 cMech KOHIIGHTPUPOBAIU TIO BaKYYMOM.
OcCTaTOK OYHIIAIH C MTOMOIIHI0 KOJIOHOYHOW XpoMaTorpaduu Ha CHITHKarese (MeTpoJIeHbIN 3 up/dTHnamnerat =
ot 10/1 o 1/1) ¢ moydenneM 3-GpOMITUKOTMHATIBACTHIA.

[Monyuenne 3-6pom-2-(qudTOPMETHIT)TUPUITHA

O Br F Br
| DAST-F
= | —_—F 4 |
N N N NS

B pactBop 3-6pommukonunanpaeruaa (1,3 v, 6,99 mmons) B auxiopmerane (30 M) 700aBIsUIA TUATHIIA-
MHHOCepHI Tpudropun (2,25 1, 13,98 Mmmons) npu 0°C. Peakumonnyto cmech nepemernainy npu 0°C B TeyeHue
2 u B atmoctepe N,. PactBop racunmu ¢ momoisto NaHCO; (Boan. 15 mur) mpu 0°C. Bognyto a3y akctparupo-
By uxsopMmeranoM (10 mir x 3). O0beanHeHHbIE OpraHnyeckre (as3bl MPOMBIBAIM COJIEBBIM pacTBOpoM (15
MII X 1), BEICYIIUBAIIK ¢ TIOMOIIBbI0 Oe3BoiHOTO Na,SOy,, QUIBTPOBATN U KOHICHTPUPOBATH in vacuo. OcTaTok
OYHIIANIN C TIOMOIIBI0 XpoMaTorpaduu Ha cuiMKarese (metpoieiHsiid a¢up/stunanerar = ot 1/0 go 10/1) ¢ mo-
TydeHueM 3-0poM-2-(IudTOpMETHIT) TUPHUINHA.

[Monyuenne 2-(AuTOPMETIIT) HIKOTHHOHUTPHIIA

N
F  Br ol

Zn(CN),, Pd(PPhs)
F = | 2 3/4 F =
N NMP Ne |

K cmecu 3-6pom-2-(mudpTopmermn)nupunusa (600 mr, 2,88 mmons) u Zn(CN), (373 wmr, 3,17 mMmonb) B
NMP (10 mi) nodasmsuin PA(PPhs), (333 mr, 0,29 MMmoi1p). PeakiimoHHYI0 cMeCh HarpeBaju ¢ MOMOIIBI0O MUKPO-
BOJTHOBOTO m3nmydeHus nipu 140°C B Teuenue 1 4. PeaknnoHHyro cMech BeITUBaNH B dTHianeTar (50 mi). Cmech
npomsIBany Bomo# (20 mix x 3) u coneBsIM pacTBopoM (15 mit x 1), BeicymmBanu Hax Na,SO,4 U GUIBTpOBaNH.
@OunbTpaT KOHIEHTPUPOBAIH TP MOHWKEHHOM AaBieHUH. OCTaTOK OYMINAIM C OMOLIBIO XpoMaTorpaduu Ha
cuimkaresne (merpoieinsiii a¢up/stunanerar = ot 1/0 go 2/1) ¢ nonyuennem 2-(1uTOpMETHII)HUKOTHHOHHT-
pua.

[Monyuenne Tper-OyTHi-((2-(andTOopMEeTIIN)IUPUINH-3 -1IT)METHIT)KapObamara

Elioc
Ni Penes F NH
—_—
F (Bocy)O F Z |
N

[epememmBanu cmech 2-(qudropmern)nukoruHonutpuna (0,4 r, 2,60 mmoins), (Boc),O (680 wmr, 3,11
MMoutb) 1 Raney-Ni (22 mr, 0,26 mmons) B MeOH (20 mu) ipu 30°C B Tedernne 2 4 B atmochepe H, (40 dyH-
TOB/KB.If0MM). CMech (GUIBTPOBaIM U (DUIIBTPAT KOHIEHTPHPOBAIM IO BakyyMoM. OcCTaTok OYHMIIANIN C HO-
MOIIBIO XpoMaTorpaduu Ha cuinkarese (merposieitHeid agup/stunanerar = ot 1/0 go 3/1) ¢ noimyueHnem Tper-
OoyTuia-((2-(mudropmeTrn ) mUpUANH-3 -1 ) METHI )Kapbamara.
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[Monyuenne (2-(mudropMeTHI)IUPUANH-3-WIT)METAaHAMHHA THIPOXJIOpHIA

Elioc
N
. NH E
F = — = F Z
| N
Na S

B pactBop Tper-OyTmn-((2-(qudropMeTni)nupuauH-3-un)metwn)kapoamara (0,6 T, 2,32 MMonb) B 1u-
xyiopmerane (5 mur) mobasnsutm HCl/muokcan (4M, 1 mur) mpu 0°C. PeaknmmoHHYIO CMECh MEpeMeInBaii Ipu
KOMHAaTHOH TeMmepaType B TeueHue 12 u. CMech KOHLEHTPHPOBAIM IOJ BAaKyyMOM C MOIy4deHueM (2-
(mudropmMeTnnn)IupuANH-3-WI)MEeTaHAMIHA THIPOXJIOPHUIA.

[Tonydenne 3-6poM-2-3TOKCHITUPHINHA

H, HCI

Br Br
Cl > \/O P
Na I Na |

K cmecu 3-6pom-2-xmoprupuansa (200 mr, 1 mmons) B EtOH (5 M) mob6asmsimu t-BuOK (233 wmr, 2
MMoutb). CMech niepememmmBany pu 80°C B Teuenue 12 4. PeakmoHHy0 cMech QUIBTPOBAIH U (PHIBTPAT KOH-
LHEHTPUPOBATHM in vacuo C TOJYYCHHEM HEOYHICHHOTO Mpoaykra. OCTaTOK OYHINATU C MOMOIIBIO (hIIdIII-
xpomarorpadun Ha cwmkarene (ot 0 o ~40% sTmmanerata B meTposeHoOM 3¢upe) ¢ moiaydeHneM 3-6pom-2-
ATOKCHITUPHUINHA.

[MosnyueHne 2-3TOKCHHUKOTHHOHUTPHIIA

Br H
\/O = _— >
N O |
N N\

B pactBOp 3-6pom-2-3Tokcunupuauna (350 mr, 1,7 Mmonb) B NMP (2 M) mobasnsimm Zn(CN), (244 wr,
2,1 mmons) n Pd(dppf)Cl, (127 wmr, 0,17 Mmmois). CMmecs aerazuposanu ¢ nomoiubsio N, n HarpeBanu npu 140°C
C MOMOINBI0O MHUKPOBOJIHOBOTO H3IydeHHs B TeueHrne | 4. CMech OXJIaXJanu 10 KOMHATHOW TeMIepaTypbl U
dunpTpoBanu depes menut. Ocanok Ha GuIbTpe MpoMbBaM dTHIaneTaToM (30 mur). OuabTpaT MPOMBIBATH
BoJI0H (20 Mit x 2) 1 coneBbIM pacTBopoM (20 mir), BeicymuBainy Hax Na,SOy, GHUIBTPOBAIN M KOHIIEHTPHUPOBA-
mr. OCTaTOK OYHUIAIN C TIOMOIIBI0 uII-XpoMaTorpadmu Ha cunukareie (ot 0 mo ~20% sTunaneraTa B meTpo-
JeitHOM 3(upe) ¢ TOTydeHHUEM 2-3TOKCUHUKOTHHOHHUTPHIIA.

[Moydenne Tpet-0yTrin-((2-3TOKCHITUPUANH-3 -1 )MeTHI)KapOamaTa

BocHN

N
Il
O\ A — /l
N N

B pactBop Raney-Ni (24 mr, 0,28 mmons) B EtOH (5 mur) mo6asnsutin 2-3TOKCHHUKOTHHOHUTPHIA (210 M,
1,4 mmonb) 1 Boc,O (371 mr, 1,7 Mmonb). PeaknnoHHyI0 cMech NTepeMeNIMBaIM P KOMHATHOW TeMIlepaType B
atMoctepe H, (45 ¢yHTOB/KB.A10HM) B TeueHne 2 4. PeaknmoHHyI0 cMech (GUIBTPOBAIHN Yepe3 HEIUT U IPOMBI-
Banu ¢ momonipio EtOH (20 mir x 2), 3aTeM QUIBTpAT KOHIICHTPUPOBAIH MIPH MMOHMKEHHOM NIABICHUH C TIOTY-
yeHueM ocrtaTka. OcTtarok oummanu ¢ momomipio npemnapariBHoi HPLC ¢ momyuenmem Tper-Oytmi-((2-
STOKCUITUPUANH-3-WIT)METHI)KapOamaTa.

[Tonydenne (2-3TOKCUITUPUIANH-3 -1 )METaHAMUHA

BocHN H,oN
~© = ~© =
Na | Na |

[TepememmBanu pacTBop TpeT-O0yTHI-((2-3TOKCHTTHPUANH-3-niI)MeTh)kapbamarta (85 mr, 0,34 MMoib) B
HCl/nnokcane (4M, 2 Mi1) Ipy KOMHATHOM TeMIieparype B TedueHue 12 4. PeakiimoHHyI0 cMech KOHIICHTPUpPOBa-
JIM TIPY TTOHM>KEHHOM JIaBJICHHUH C MOJTYYEHHEM 2-3TOKCUITUPUANH-3-HT)MEeTaHaMHHA.

[Monyuenne 3-mMeTokcunupuaAnH-4-KapOOHUTpPHUIIA

N N
If Il
CH3;ONa
Cl Z 3 _0O Z
~ | DMF ~ |
N N
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PactBopsumn 3-xnoprnupunun-4-kapoonurpun (250 mr, 1,80 mmons) B DMF (5 M) n oxnaxnanu 10 TeMm-
nepaTypsl JensHon 6anu. Meanenno no6asmsuiim CH3;ONa (194,95 mr, 3,61 MMOJIB) U PEaKIIMOHHYIO CMECh TIe-
peMenInBaiy Ipyu KOMHATHOM TeMIiepaType B TedeHue 2 4 B atMmocdepe N,. B peakimonnyro cMech 100aBIsIm
Boxy (20 mur) m sTrmanerar (20 mut). Boanyto a3y skctparuposanu stuianeratoM (20 it x 2). OpraHudeckue
(ha3pl 00BEAMHIIN U BHICYIIMBAIU Haja 6e3BomHbIM Na,SOy4 (5 T), GUIBTPOBAIM M KOHIICHTPUPOBAIH IO Ba-
KYyMOM C TIOJydeHHEM MPOTYyKTa, MPEACTABISIONETO COO0H 3-METOKCUTTUPHUINH-4-KapOOHUTPHIL.

[Monyuenne (3-MeTOKCH-4-TIMPUINIT)METAHAMHHA

N
|1 NH,
Ni PeHesn
2 | g |
H,,MeQOH
\N 2, V1€ \.N

[TepememmBanu cMech 3-MeToKcHTUpHIUH-4-kapoonuTpuna (200 mr, 1,49 mmons), NH; B Boge (314 wmr,
2,24 mmomb, 25%) u Raney-Ni (30 mr) 8 MeOH (5 M) mpu KOMHaTHOH TeMIiepaType B TeueHne 3 9 B atMmocde-
pe 1H (45 ¢ynToB/KB.m0MM). PeakmoHHy0 cMech (GUIBTPOBAIM C YJAJICHHWEM KaTalu3aTopa W OCaJoK Ha
¢unbTpe mpombiBaim ¢ omoisio MeOH (10 mut x 3). ®dunpTpar KOHIEHTPUPOBAIH 0] BakyyMoM. OCTaToK
pactBopsstmu B 1M HCl (30 ™Mn) w pacTBOp JHOQWIMBHPOBAIA C TMoOJNydeHHeM (3-MeTokchu-4-
MUpHIMI)MEeTaHaMuHa Tuapoxiopuaa (296 wmr). TlepememmuBanmu cMmech (3-METOKCH-4-TIMPUAMI)METAHAMHUHA
ruapoxiopuaa (100 mr, 0,57 mmoinb), Ambersep 900(OH) n metamooomenno# cmodsl (150 mr) B MeCN (5 M)
npu KOMHaTHOH Temriieparype B Teuerue 0,5 4. C moMomnpio YHUBEpCAILHONH HHIMKATOPHOM OyMarn rmokasaHo,
yro pH pactBopa cocrasmsin 9-10. PeakumonHyro cMech (GMIIBTPOBaIN ¢ yAajIeHHUEM CMOJBI U (QUIbTpaT BBICY-
muBany Haja 6e3B0HBIM Na,SOy, PUIBTPOBAIN M KOHIIEHTPHPOBAIH 1T0]] BAKYYMOM C MOJIy4eHHEM (3-METOKCH-
4-nupuAnI)METaHAMHHA.

[Monyuenne MeTHI-4-METOKCUITUPUMUANH-5-KapOOKcHIaTa

Br -0 o
_0O pZ | CcO ‘/O =
NN TEA, Pd(dppf)Cl, Nle

B pactBOp 5-6pom-4-metokcurmpumunnta (1 r, 5,29 mmons) B MeOH (20 M) 100aBiIsiiv TpUATHIAMAH
(1,07 r, 10,58 mmoub) u Pd(dppf)Cl, (774 mr, 1,06 Mmmons). CyclieH3uI0 AeTa3upoBAIA U HECKOIBKO pa3 MPOIy-
Banu ¢ momotbio CO. Cmeck Harpeanu npu 80°C B atmocdepe CO (50 ¢yHTOB/KB.I10IIM) B TeueHue 16 .
Cmech (umbTpoBamM 4yepe3 MenuT u (QUIbTpaT KOHIEHTpUpoBamu. OCTATOK OYHINAIH C IOMOIILI0 (HIdII-
xpoMaTtorpaduu Ha CuIHKarese (MeTpoIeHHbIN 3pup/dTHaneraT) ¢ MoJIydeHueM METHII-4-MEeTOKCUTTUPUMU TUH-
5-xapOokcuiara.

[Momyyenwne (4-METOKCHITUPUMHUANH-S5-FT)METaHOIA

A0 0 OH
O LiAIH
/ 4
~ |N /O = |
Ny N%/N

B pacrBop MeTHiI-4-MeTOKCHIMPUMUANH-S-KapOokcuiara (250 mr, 1,49 mmons) B THF (5 mi) no6asmsiim
LiAlH,4 (169 mr, 4,46 MmMoub) mipu -40°C. Cmech nmepememmmBany mpu -40°C B Tedenune 0,5 4. JloGaBmsuiu Boxy
(0,5 M) u 15% NaOH (0,5 mu). Cmech skcTparupoBanu sTunaneratoM (20 Mit x 2). O0beTMHEHHBIA OpraHude-
CKHH cioit nmpombIBasy Bogo# (10 mir), BeicymmBanyu Hag Na,SOy4, GuiabTpoBain u KoHIEHTpHpoBaH. OCTaToK
OYMIIATH C MOMOIIbI0 (dII-XpoMaTorpaduy Ha cuiKarene (IeTpoJeHHBIN d(Up/>THIIAleTaT) ¢ TOJTyYeHnEeM
(4-MeTOKCUIUPUMUINH-5-UIT)METAHONA.

[Monydenne 5-(6poMMETHIT)-4-METOKCUITUPUMHUINHA

OH Br
PBF3
0O
/OY/% o 1
N§/N DCM NQ/N

B pactBop (4-MerokcumupuMuanH-S-min)meranona (50 mr, 0,36 MMoJb) B cyXoM AMXJIOpMeTaHe (2 muI)
nobasnsmn PBr; (144 wmr, 0,53 mMons) nipu 0°C. Cmech nepememmuBanu mpu 0°C B Teuenune 0,5 1. CMech KOH-
MEHTPUPOBAI W NOOABIUIH JIeAsHYI0 Bomy (5 T). Bomubll ciol skcTparupoBaiy dTwiianeratoM (20 mi x 2).
Oprannyeckuii cioil BeicymmBanu Hax Na,SO,, (QuibTpoBaaM M KOHLUEHTPUPOBAIM C IOJyYEHHEM 5-
(6pommeTHin)-4-MeToKcHTUpUMHIHHA (70 MT, HEOUHUIIICHHBIH).
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[Monyuenne 3-6pom-2-(3TOKCH-ds)TUpUIUHA
o — @BE’ g
Z N” O&B
D

N F

Cycnenaupoanu NaH (60% mucnepcus B macie) (227 mr, 5,68 mmons) B THF (13 M) u oxmaxnanu 1o
TEeMITEpaTyphl JeassHoi 6aHu. J100aBsUM 1O KarusiM pacTBOp 3TaHoi-dg (296 mr, 5,68 mmoins) B THF (1,2 mi).
[TomyueHHYIO CyCTIEH3HIO TIEpEMEITUBANIN TIPH TeMIIepaType JieAsHoi 6anu B TedeHue 10 MuH, rmocie 9ero ox-
JKIAIONTYI0 OaHIO yIAISIN U TPOIoDKaiIK nepememuBanue B Teuerne 0,5 4. [lomydeHHy0 cMech CHOBa OX-
JKIATH 0 TeMIepaTyphl JeATHON O0aHU M AO0ABISUIN 10 KaruisiM pacTBop 3-Opom-2-propmmpuanna (500 mr,
2,84 mmonb) B THF (1,2 mu). Ilocne nepemermimBanus B Te4eHHE 15 MUH IIpH TeMneparype JeAsHoH 0aHM OX-
JaXICHUE TPEKpaIlald U MPOIOJDKAIN NEepeMEeIlNBaHNe B TEUCHHE JOTIOJHUTENHHO 45 MUH NpH KOMHATHOM
TeMITepaType, MOocje Yero BCTaBISUIM OOpaTHBIA XOJIOMUIBHUK M cMech HarpeBaym 1o 65°C B teuenue 10 .
CMech CHOBa OXJIXIAJIM JIO TEMIIEPaTyphl JICASHOW OaHW M TaCHIM C MOMOIIBIO HECKOJBKHMX Kaledb BOJBI.
Boupiryto 4acTh pacTBOpHUTENS YAAISIHN 1OJ BakKyyMoM. [1oJydeHHBIH OCTaTOK pa3ziersiii M1y dTHianeTa-
ToM (25 M) 1 coneBbIM pacTtBopoM (10 mir). Opranndeckuii cioit BeicymmnBany (Na,SO4) U KOHIEHTPUPOBAJIH.
OcTaToK OYMIIAIH C TOMOIIBIO (uIII-XpoMaTorpaduu Ha CHIMKaresie (TenTaH/3THIaleTaT) ¢ HOIydeHHeM 3-
Opom-2-(3ToKCHu-ds)TUpUIHHA.

Crienyromuye COeTUHEHS:

\Br

| b

N"0"p

D
3-6pom-2-(3TOKCH-2,2,2-d3)IUPUINH, TOTYISHHBIN 13 3-0poM-2-pTopnupuanHa U 3TaHoA-2,2,2-d3;

Br
(\/E 3%
z
N~ O
3-6pom-2-(3ToKcu-1,1-d;)mupuann, nomydeHHslit u3 3-6pom-2-¢proprupununa u staHon(1,1-d,), momyganu

MOJJOOHBIM 00pa3oM.
[Monyuenwne 2-(aroxcu-ds)-3-(4,4,5,5-rerpameri-1,3,2-mroxkcabopan-2-mi)IUpUIMHA

Br
@D P , N o
~
N o&g
D

JerazupoBanu cycneHsuto 3-Opom-2-(3Tokcu-ds)mupuaunaa (152 wmr, 0,73 mwmons), 4,4,4'4'5,5,5',5'-
okTtametmi-2,2'-6u(1,3,2-mrokcaboponana) (242 mr, 0,95 mmons), PACLy(dppf)-CH,Cl, (120 mr, 0,15 mMoins) u
KOAc (216 mr, 2,20 mmonb) B 1,4-auokcane (2,5 mur) mytem GapOotupoBanust N, 4epe3 CyCIeH3HIO B TCUCHHUE
mpuM. 3 MHH, TTociie 4ero ee HarpeBanu a0 110°C B Teuenne 4,5 4. [TorydeHHYIO CYCTICH3UIO Pa30aBIsLId dTHII-
arietatoM (10 mMi1) 1 GUIBTPOBAIH Yepe3 TOHKUH CIION IETUTa, KOTOPHIH MPOIMOJACKUBAIHN dTHIIaneTaToM (2x10
wu1). Bosblryro yacTe pacTBOpHTENs yaaysui oA BakyyMoM. IlomydeHHBIH 0CTaTOK MOTJIOMAIN ATHIIALIETaTOM
(50 M) 1 mpoMeIBanu coneBbIM pacTBopoM (30 mir). Oprannueckuii cnoit BeicymuBainy (Na,SO,), puabrpoBanu
U KOoHUeHTpupoBaid. [Ipn ounctke ¢ momouipio QuauI-xpomarorpaduy Ha CHIHMKareie (C JJIIOMPOBAHHEM OT
renTana JIo ATWIanerara) noiaydanu 2-(3tokcu-ds)-3-(4,4,5,5-rerpamerun-1,3,2-nuokcabopan-2-uin) TUpHIHH.

Crieyromuye COeTUHSHYS:

?
A B\O
L~
N~ O
D
D

2-(aToKcu-2,2,2-d;)-3-(4,4,5,5-Tetpameruin-1,3,2-1uokcabopan-2-ui) MUPUANH, TIOTydeHHBIH U3 3-0pom-2-
(aTOKCH-2,2,2-d3)TMpUANHA;
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2-(atokcu-1,1-d,)-3-(4,4,5,5-Terpameri-1,3,2-1ruokcabopaH-2 -Wi)IUPUIUH, TTONTYYCHHBIH U3 3-Opom-2-
(aTokcu-1,1-dy)mupuanHa, mosry4an nogoOHEIM 00pa3oM.
[Moxyuenne 2'-3T0KCH-6-MeTHII-[2,3"-OMNMPUINH]-5-aMHHa

SN NH»
~oNH2 |
| _ ’ | S N
Br N
NT oS

BapbotupoBanu N, depe3 cMmech 6-Opom-2-MeTmiamupuanH-3-amuHa (2,5 T, 13,4 MMOIB), 2-3TOKCH-3-
(4,4,5,5-rerpameruin-1,3,2-muokcadopoian-2-ummupunuaa (5,0 r, 20,1 mmons), PACly(dppf)-CH,Cl, (2,18 1,
2,67 Mmonb) U kapOoHarta kanus (3,69 r, 26,7 mmonb) B 1,4-muokcane (126 M) u Boae (12 M) B Teuenue 10
MUH. BeTaBmsuin oOpaTHBIN XOJOAMILHUK W PEAKIMOHHYI0 cMech HarpeBaym npu 105°C B Teuenue 2,5 4 B
HHEPTHOH aTMocdepe, ociIe Yero OOJIBIIYI0 YacTh PACTBOPUTENS YA MO BaKyyMoM. [lomydeHHBIH ocTa-
TOK moryomaiy stunaneraroM (150 mir) 1 GpuiIbTpOBaNIM Yepe3 TOHKHUH CIIOH LIeNnTa, KOTOPBIH MPOIOJacKuBalld
stunaneratoMm (2x50 mur). [Ipu KOHIIEHTPUPOBAHUHU M OYHCTKE C TIOMOIIBIO (UIdII-XpoMaTorpaduul Ha CHIIHKA-
rene (DIIOMPOBAaHUE OT TrelTaHa a0 rentaHa/auxiopmerana (1:1) mo renTaHa/AMXJIOpPMETaHA/ITHIALIETATA
(1:1:1,5)) moyganu 2'-3ToKCH-6-MeTHI-[2,3'-OUTTMPHUINH |-5-aMUH.

[Tonydenne 4-x0p-2'-3TOKCU-6-MeTHII-[2,3'-ONTIMpUINH]-5-aMHIHA

cl
NH
\2
|/ \NH2
AN N - > |/
| NN
N oS -
NT oS

ITepememmBanu pactBop 2'-3TOKCH-6-MeTwi-[2,3'-OunupunuH]-5-amuaa (7,40 r, 22,6 mMmonb) U N-
xynopcykuuanmuaa (3,77 t, 28,2 mmons) B NMP (104 M) nmpu KOMHATHOHN TemriepaType B TedeHHe 15 MHUH B
MHEpTHOH aTMoc(epe. BeraBisim oOpaTHBINH X0JIOOUIBHUK U pacTBOp HarpeBasn a0 80°C B Teyenue 3,5 4, no-
cJie 4ero obecrevrBaIy OXJIaKAeHUE MOITyYSeHHOTO O KOMHATHON TEMIEpaTyphl M Pa3Iesiiid €T0 MEXIY 3THII-
arnieraroM (300 mur) n HaceleHHBIM BoAHBIM pacTBopoM NaHCO; (3x200 mur). OObeqrHEHHBIE BOJHBIC CIIOH
akcTparupoBany dTrianeTatoM (50 mur). OObeTUHEHHBIE OPTAHMYECKUE CIIOW JOTOJHUTEIBHO TMPOMBIBAIINA CO-
7eBbIM pacTBopoM (2x100 mur), BeicymmBanu (Na,SO4) 1 koHIEHTpHpoBanu. OCTaTOK OYMIIAIH C ITOMOIIBIO
(dmm-xpomarorpadpun Ha cwiHMkarene (FeNTaH/3TUJIANETAT) C TOMydeHHeM 4-XIJop-2'-3TOKCH-6-MeTHin-[2,3'-
OuTIUpUINH]-5-aMHHa.

[Moxyuenne 7-xsop-5-(2-3Tokcunupuant-3-min)-1H-nupazono[4,3-b|nupuauna

Cl

[NepeMenmBanu cycreH3ut0 4-xJ0p-2'-3TokcH-6-MeTrA-[2,3'-0unupunun]-5-amuna (4,01 r, 12,2 MMoIe) 1
arerara xamust (2,98 r, 30,4 Mmoib) B Tosryoste (84 MiT) M YKCYyCHOH KucioTe (28 mit) mpu TeMmeparype JeIsHOH
0aHM B TeUeHHE 5 MUH B HHEPTHOU atMoc(epe. [106aBimsum 1o KarisiM U30TeHTHIHUTPUT (2,71 1, 23,11 MMonb)
B TeueHue 5 muH. [locie nmepeMelmmBaHus Mpu TeMueparype JeiasHoil O0aHu B TeueHue 10 MUH BCTaBISLTH 00-
paTHBIH XOJOMWIBHHUK M cMech HarpeBau 10 35°C B TedeHue 2,5 4. BonbInyto 4acTh pacTBOPUTENS yIaJISIIH
noz BakyymoM. IlonydeHHBIH OCTaTOK cycneHAMpoBainy B dTwianerate (350 Mi) M MPOMBIBAIM HACHIIIEHHBIM
BoaHbIM pactBopoM NaHCO; (2x250 min), coneBbiM pactBopoM (200 mir), BeicymnBanu (Na,SO4) ¥ KOHIIEHTPH-
poBaimu. OcTaToK OYMIIAIN C TOMOIIBIO (idII-XpomMarorpaduy Ha CHIIMKarese (TenTaH/3THIaleTaT) ¢ Moiyde-
HUEM 7-XJ0op-5-(2-3Tokcurmupuana-3-un)- 1 H-mupazono[4,3-b mupuanHa.

[Monyuenne 7-x0p-5-(2-3TOKCUTTUPUINH-3-11)-3-Hon- 1 H-mupazomno[4,3-b|mupunnna
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ITepememmBanu pacTBop 7-xJ0p-5-(2-a3Tokcunupunnt-3-ui)-1H-mupazono[4,3-b]mupuanaa (1,0 T, 3,64
MMoutb) 1 N-toacykupaumuzaa (1,11 r, 4,91 mmons) 8 DMF (50,0 M) mpu KOMHATHOU TeMmIepaType B TeUESHUE
15 MuH B HHEPTHOH aTMocdepe, Tocie YeTr0 BCTABISIIN OOpaTHBIA XOJOAMILHUK U MPOJOJDKAIH MTepeMEIInBa-
Hue npu 35°C B Teuenue 11 4. PactBop pasbasmsim stunaneraroM (350 mi) u npomsiBam 10% BoxHBIM pac-
TBOpOoM Na,S,0; (100 M), 1/2-HacknenHsiM BogabM pacTBopoM NaHCO; (2x150 M) 1 coleBBIM pacTBOPOM
(50 ™). Opranmdeckuit cioii BeicymmBaiu (Na,SO,;) W KOHIEGHTPHPOBAIA C TONyYCHHEM 7-XJop-5-(2-
TOKCUITUPUINH-3-11)-3-Ho - 1 H-mupazomno[4,3-b|mupuanHa, KOTOPEI NMPUMEHSUTH 0€3 JOMOJHUTEILHON O4H-
CTKH.

[Moxyuenne 7-xyop-5-(2-3TOKCUNIUpUANH-3-11)-3-Ho- 1 -u3onponmi-1 H-nupazono[4,3-b]mupununa

Jlo6aBmsiy 1o KarwisaM pacTBop auu3omnponmiazoaukapookcmnara (1,59 r, 7,86 mmoins) B THF (3,0 M) B
JIEASTHOR pacTBOpP 7-XJI0p-5-(2-3TOKCUIUPUIANH-3-1)-3-ioa- 1 H-tupazono[4,3-b]mupuauna (1,0 T, 2,25 MMoIb),
n3onponanoina (0,60 mm, 7,86 MMmonb) 1 Tpudenundpochuna (2,06 r, 7,86 mmons) B8 THF (25 M) B mHEpTHOH
atmocdepe. [locne mepeMemmBaHus MPU TEMIIEpaType JeasHoi 6anu B Teuenne 0,5 4 oOecreynBamy HarpeBa-
HHE pacTBOpa A0 KOMHAaTHOW TeMIEpaTyphl U MPOAOJDKAIN MEpPEMENNBaHie B TeueHue 4,5 4. bonpuryro 9acTs
PACTBOPHUTEINS yIASUIN TI0J] BAKYYMOM U TIOJTYYEHHBIH OCTAaTOK pacTBopsuth B atunanerare (150 mur) u mpomsbI-
BN HaCHIMEHHBIM BOAHBIM pactBopoM NaHCO; (150 mu), coneBbiM pactBopoM (100 M), BBICYIIMBAIH
(Na,SO,) u xonuenrpupoBanu. IIpum ouncrke ¢ momoupio QiauI-Xxpomarorpadun Ha CHiIMKareie (TpagueHT
JNIOUPOBAHMS OT TENTaHa JI0 3THANeTaTa) NoXydasd 7-XJop-5-(2-3Tokcunupuani-3-min)-3-ioa-1-u3onponui-
1H-nimpazono[4,3-bmupuann.

[Moxyuenue 7-xyop-5-(2-3TOKCUNIUPHUANH-3-111)- 1 -n30mponui-3-sunmi-1 H-nupazono[4,3-b]mupununa

Bap6otupoBamu N, depe3 CycmeH3Wio 7-XJop-5-(2-3TOKCHIUPUANH-3-1i)-3-ioA- 1 -u3ompornwi-1H-
nupazono[4,3-b]mupumuaa (10 mr, 0,023 mmons), TpuOyrmia(BuHWI)cTanHana (9,9 wmka, 0,034 MMmonb),
ouc(tpudenmndochun)namnaausi(Il) quxaopuna (4 mr, 5,7 Mkmonb) B 1,4-nuokcane (0,30 M) B TeueHHE 2 MUH.
CwMmech nepemermBanu npu 105°C B TeyeHue 6,5 4, mocie 4ero J0OABISIIA TOTOHUTEIFHOE KOJTHMYSCTBO TPH-
Oyrui(Buamn)ctanHana (5,0 Mk, 0,017 mmons), ouc(tpudenundochun)nammaausa(ll) muxmopuna (1,6 mr, 2,3
MKMOJIB) U 1,4-muokcana (0,15 mim). Cmech aerazupoBaiu myteM 6apooTupoBanust N, B TedeHHE 2 MUH M CHOBa
HarpeBanu 10 105°C B Teuenue 5 4. bonbliyro 9acTe pacTBOpUTENS yAalsau noj BakyyMoM. IlomyueHHsIH oc-
TaTOK pacTBOPsUIM B dTHianerare (20 M), mpoMbIBaliu coyieBBIM pacTBopoM (10 mur) u BeicymmBanu (Na,SO,).
[Ipr KOHLIEHTPUPOBAHWM IIOJ BAKYyMOM MOJyYadd OCTAaTOK, KOTOPBIH OYHWINAIM C MOMOIIBI0 (hidmI-
XpoMmatorpaduu Ha criHkarese (TpaueHT JIIOUPOBaHKA OT TeNTaHa JI0 STHIALEeTaTa) C IOJlydeHUEeM 7-XJIop-5-
(2-3TOKCHTIMpPUANH-3-11)- | -n30nponi-3-BuHnII- 1 H-mupaszono[4,3-b]mupununa.

[Moxyuenne 1-(7-xmop-5-(2-3TOKCUTMpUANH-3-11)- 1 -u3onpommi- 1 H-nupaszorno[4,3-b]nupuaus-3-un) Tas-
1,2-nurona

[lepememmBanu  cMmechb  7-XJ0p-5-(2-3TOKCHTTUPUANH-3-1)- | -n30mpornmi-3-suHmi- 1 H-nupaszono[4,3-
b]mupunmaa (10 mr, 0,03 MMomB), TeTpaokcuaa ocmus (B Buae 2,5 Bec.% B 2-meTtuin-2-npomnanone) (37 Mk, 2,9
MKMOITB), N-MeTrnmopdonmaa (B Buae 50% Bomnoro pactsopa) (14 mr, 0,06 mmoins) B THF (0,29 M) u Boze
(0,10 M) mpu KOMHATHOH TemIepaType B TeueHne 24 4. PeakImoHHYI0 CMECh TaCHITN TIPU KOMHATHOW TeMIIepa-
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type 10% BoaubIM pacTBopoM Na,S,0; (0,2 MiT) M NOIYYEHHYIO CMECh NepeMEIInBaJIM B T€YEHHE 5 MHH, pas-
GaBys coneBbIM pactBopoM (0,3 MIT) B SKCTparupoBamy dtwinamneratoM (2x5 min). OObeAMHEHHBIE OpraHuYe-
ckue ciou BeicymmBanmun (Na,SO,) M KOHIEHTPHPOBAIM C MOJyYeHHEM HeouunieHHorol-(7-xmop-5-(2-
STOKCUNTUPUANH-3-11)- 1 -u3onpormi- 1 H-nupazono[4,3-b] nupuaun-3-min)aran-1,2-11071a, KOTOPBIA NPUMEHSITN
0€3 IOTMOIHUTENBHON OUUCTKH.

[Monmyuenne  7-xy0p-5-(2-3TOKCUTTUPUIUH-3-1T)- | -u30nporni- 1 H-nupa3zono[4,3-b jmupuanH-3-kapOaib-
Jeruna

[MepememmmBanu cmech 1-(7-x10p-5-(2-3TOKCHIUPUANH-3-11)- 1 -n30nponmi-1 H-nupazono[4,3-b|nupuann-
3-mn)atan-1,2-guona (9,0 mr, 0,024 mmons) u nepuoaata Hatpus (7,7 mr, 0,04 mmorns) B THF (0,25 M) u Boze
(55 mxu1) mpy KOMHaATHOW Temmeparype B TeuyeHne 40 MuH, 1mocie dero no6asisim nepionar Hatpus (10,0 mr,
0,05 mmonp) u 3 karm Bogsl. [Tociie mepeMenuBanus B TEUCHHE JOTIOTHUTEIHHO 15 MHUH MOJIyYeHHYIO CYCIICH-
3UI0 pa30aBisuIH dTUNANETaToM (5 MJI) U TIepeMemnBaiy B TedeHue 3 MuH. CMech QUIBTPOBAIH Yepe3 TOHKUN
CJIOH TeNTUTa, KOTOPBIHA MPOIOJIIACKUBAIIN dTHIIANICTATOM (2x5 Mir). OOBeIMHCHHBIC (BUIBTPATHI IIPOMBIBAIH CO-
neBeIiM pactBopoM (5 wMn), BeicymmBain (Na,SO4) W KOHIEHTPHUPOBAIW C TIOJYYCHHEM 7-XJIop-5-(2-
TOKCUITUPUINH-3-11)- 1 -uzonponwi- 1 H-nmupazono[4,3-b]mupuann-3-kapoanbaeruia, KOTOPBIA MPUMEHUTH 0e3
JIOTIOTHUTEIHHOMN OYNCTKH.

[Monyuenne (7-xmop-5-(2-3ToxcunupuarH-3-wmi)- 1 -u3onponmi- 1 H-mupazomno[4,3-b]mupunna-3-
WII)METaHoJIa

NS

Jo6asmsmm NaBH, (2,0 mr, 0,05 MMoOJIB) K JIEASHOMY PacTBOPY 7-XJI0p-5-(2-3TOKCHTTAPHUINH-3-1)-1-
uzonpomnwi-1 H-impazomno[4,3-b]mupuaun-3-kapbansaeruaa (4,0 mr, 0,01 mmons) B metanosne (0,1 mir) B MHEPT-
HoW atMocdepe. [lociie mepeMeuBaHus B TCUCHHE 5 MUH MPH TEMIIEpaType JICATHONH OaHM O0OecIieunBaIy Ha-
rpeBaHE PacTBOPA 0 KOMHATHOM TeMIIEPaTyphl U MPOJI0JDKAIN €ro IepeMEIINBaHNe B TCUCHUE | 4, CHOBA OX-
JKIATU 0 TEMIEePATyphl JICATHONH OaHM M TaCUIIM C IMOMOIIBI0 HECKOJBKHX Karelb BOIbL BONBIIyI0 YacTh
PACTBOPHTEIIS YA MO BakyyMoM. [ToydeHHBIH 0CTaTOK pa3Aessuid MeKAy dTmwianeTatoM (15 mir) u corne-
BEIM pacTBopoM (10 mi1). BoaHslit ciioit 06paTHO dKcTparnpoBainu dtwianeratoM (5 mr). O0benHEHHBIE OpTa-
Hudeckue ciou BeicymmBamu (Na,SO,) m koHreHTtpupoBaimu. OCTaTOK OYHWIIATH C TIOMOIIBIO  (hidmI-
xpoMaTorpaguu Ha cwiIHKareiae (TenTaH/>THianeTar) ¢ monydeHueMm (7-xjop-5-(2-3ToKCHUpuanH-3-1i)-1-
n3onponwi- 1 H-mupa3zono[4,3-b jnupuana-3-uin)MeTanona.

[Momydenne 7-xy0p-5-(2-3TOKCUTTUPUANH-3-1111)-3-(PpTOp MeTnn)-1-u3onponui- 1 H-mupaszono[4,3-b]mupu-
JIHA

NT oS

Jlob6apnsmm  guaTHnamuHocepsl Tpudtopun (5 miia, 0,04 MMonb) B sensHoW pactBop (7-xyop-5-(2-
STOKCUNUPUANH-3-1i)- 1 -u3onpormi- 1 H-nupazono[4,3-bmupunus-3-wn)meranona (4,0 mr, 0,01 Mmons) B
CHCI; (0,2 mur). PeaknimoHHBIN COCY 3aKphIBAIH W pacTBOp nepememuBaiu npu 0°C B TedeHne 5 MuH, mocie
Yero OXJaXIAIONIylo OaHI0 yJajsuTd U MPOJOJDKAIN NepeMEIINBaHUEe NPH KOMHATHON TeMIIepaType B TCUCHHUE
12 4. PactBop pazbaBmsui dTHiIaneTaToM (25 MiI) M MPOMBIBAIHM HACHINIEHHBIM BOAHBIM pacTBopoM NaHCO;
(2x15 M), coneBbiM pactBopoM (10 M), BeicymmBanu (Na,SOy4) 1 kKoHIIEHTpUpoBamu. OCTaTOK OYHIIAIH C TIO-
MOIIBI0  (QudII-XpoMaTtorpaguu Ha  CwiMKarene (TENTaH/ATHIAIECTAT) C  IOJNyYeHHEeM  7-XJop-5-(2-
STOKCUNUPUANH-3-11)-3-(propmerwin)- 1 -u3onpommi-1 H-nupaszono[4,3-bnupuanna.
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IMomyuenue 7-xn0p-3-(mudropMeTHn)-5-(2-3TOKCHITUPUINH-3-111) - | -u3onponi- 1 H-nupasono[4,3-
b]mupununa

0
N0 N 0N F

[TepememmBanu pacTBop 7-xJ10p-5-(2-3TOKCUTTUPHUINH-3-1)- 1 -u3onponwi- 1 H-nupa3zoino[4,3-b jrupuamna-
3-kap6anpaeruna (5,0 mr, 0,01 Mmmoins) n Tpudropuaa qusTHIaMUHOCEPH! (10 MK, 0,08 MMOIIB) B TMXIIOpMeETa-
He (0,15 M) mpu KOMHATHOHM TemIiepaType B TeueHue 4,5 4 B MHepTHOH atMoctepe. CMech pa3daBisiiid STHII-
anetaroM (20 Mi1) U IPOMBIBAII HACHIIIIEHHBIM BOAHBIM pacTBopoM NaHCO; (10 mi) u coneBbiM pactBopoM (10
wut). Opranndeckuii cioii BeicymmBany (Na,SO,4) 1 koHUeHTpupoBand. OCTaTOK OYHIIAIH C TOMOLIBIO (I~
xpoMarorpa¢puu Ha cuiukarene (TENTaH/THiALETaT) C HONydeHHeM 7-Xyop-3-(audropmern)-5-(2-
STOKCUNUPUANH-3-11)- 1 -u3onpori- 1 H-nupazono[4,3-b] nupuauna.

CoenuHeHHs IO HACTOAILIEMY H300peTEHHIO

[Tpumep 1: 5-(2-3TokcunupuanH-3-1mi)- 1 -uzonponmi-3-metiin-N-((5-metun-1,3,4-okcannazon-2-

nin)mernn)- 1 H-nupa3zono[4,3-b]mupunun-7-aMuH

B pactBop 5,7-muxiop-1-u3onponmi-3-metmi-1 H-mupazono[4,3-b]mupuaunaa (100 mr, 0,41 mmons) B
NMP (2 mn) mo6asnsmu CsF (187 wr, 1,23 mMmois, 45 M) u (5-metuin-1,3,4-okcaama3on-2-ui)MeTaHAMIHA
ruapoxiopun (74 mr, 0,49 mmons). Cmech nepememuBany mpu 100°C B Teuenne 18 4. Jlo6asmnsumu Boxy (30 min)
1 CMech dKcTparupoBaiy stuiareTaroM (30 i x 3). O0beAMHEHHBIE OPTAHNIECKUE CIIOU TTPOMBIBAIA COJIEBBIM
pactBopoMm (20 mur), BeIcymuBanu Haa Na,SO, ¥ KOHIEHTPUPOBaIH. HEOUHIIIEHHYI0 CMeCh OYHINAIHA C TIOMO-
mpto npenapatusHoit HPLC ¢ momydyenuem 5-xnop-1-usonpomnuin-3-metun-N-((5-metun-1,3,4-okcaguazon-2-
wn)MmeTwn)- 1 H-mupaszono[4,3-b]mupunun-7-amuna (50 mr).

B pactBop S5-xmop-1-n3onponui-3-metmn-N-((5-meruin-1,3,4-oxcanuazon-2-mn)merun)- | H-nupazomno[4,3-
b]mupunun-7-amuna (50 mr, 70 MKMOITB) | (2-3TOKCUITUPHUIUH-3-11)00pOHOBO# KrcaoTh (21 mr, 0,13 MMoITB) B
muokcane (2 mm) wmw H,O (0,7 wmim) pmo6aBmum  CS,CO; (57 wr, 175 wmxmoms) u  Pd(1,1-
ouc(mudpennndochuno)deppouen)Cl, (10 mr, 14 Mmxmonb). CMeCh IPOTyBAIH a30TOM B TEUEHUE 3 MHH, 3aTEM
nepemermBany npu 100°C B teuenne 30 MMH IpH MHKPOBOJIHOBOM H3nydeHuu. [loGasisian Boxy (30 mi) u
cMech dKeTparupoBain dTmianeratoM (30 M x 3). OObeIUHEHHBIE OPTAaHUYECKUC CIIOHM MPOMBIBAIH COJICBBHIM
pactBopoMm (20 M), BeicymuBamu Haa Na,SO4 1 KOHIIEHTpUpoBaind. HeounmeHHyo cMeCh JBaXIbl OYHIIANHN C
nomotipio npenapatuBHot TLC ¢ moMoripio AuxjaopMeTana:Metanona = 20:1, 3aTeM HEOYHUIIEHHBIA MPOTYKT
JIOTIOJTHATENIFHO OYHINaIN ¢ momonipio mpenapatuBHoit HPLC ¢ momyduenmem 5-(2-3ToKcHnmupumuH-3-ui)-1-
n3onponui-3-metui-N-((5-metui-1,3,4-okcannazon-2-wn)metwn)- | H-mupasono[4,3-bJmupuaun-7-amuaa (6,1
MT).

'H SIMP (xnopodopm-d, 400 MI'm) & 8,28-8,26 (m, 1H), 8,19-8,18 (m, 1H), 7,23 (s, 1H), 7,05-7,02 (m,
1H), 5,27 (brs, 1H), 4,96-4,90 (m, 1H), 4,71 (d, J=1,2 I'u, 2H), 4,53-4,48 (m, 2H), 2,65 (s, 3H), 2,57 (s, 3H),
1,66 (d, J=6,4 I'n, 6H), 1,43 (t, J=6,8 I'y, 3H).

LC-MS (macca/3apsn) 408,2 (MH"); tg = 2,08 mun (crioco6 B).

[Tono6HBIM 06pa3oM IMoTydalu CIeayIoIue MPUMEpPHI.

[pumep 2. 5-(2-Orokcu-3-nupunun)-1-usonponui-3-mMeTuia-N-[(5-MeTHATHAa301-2-1IT) METHII | THPa30J10
[4,3-bmupuaun-7-aMuH

(NH Y

()
N

|\ N/ //

N2 o

MIOJIYICHHBIN U3 (5-METHNTHA30J-2-WiI)METaHAMUHA AUTHApOXJopuaa W 5,7-muxyop-1-m3ompornmi-3-
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metwi-1H-niupasono[4,3 -b] nupununa;

'H SIMP (DMSO-dg, 500 MI'ry) & 8,21 - 8,14 (m, 2H), 7,42 (d, J=1,4 T'u, 1H), 7,21 (t, J=5,6 'y, 1H), 7,11 -
7,05 (m, 2H), 5,23 (hept, J=6,4 T'u, 1H), 4,75 (d, J=5,5 T'u, 2H), 4,31 (q, J=7,0 T'u, 2H), 2,48 (s, 3H), 2,35 (s,
3H), 1,50 (d, J=6,4 T'u, 6H), 1,24 (t, J=7,1 I'n, 3H).

LC-MS (macca/3apsin) 423 (MH"); tg = 0,61 mun (crioco6 D).

Ipumep 3. 5-(2-Ortokcu-3-mupuamn)- 1 -uzonponii-3-mMmeTuia-N-[(5-MeTHIN30Kca301-3 - 1) METHII |TUpa-
30110[4,3-b]mupuauH-7-aMuH

P\

1
Ny

X
N/
NZ o™
NOJydYeHHBIH w3  (5-MeTWiamM3okcaszos-3-wia)MeTaHaMuHa W 5,7-nuxiop-1-uzonponmia-3-metnn-1H-
npasono[4,3-bluupuauna;
'H SIMP (xnopodopm-d, 500 MI'm) & 8,28 (d, J=7,3 I'u, 1H), 8,29 - 8,17 (m, 1H), 7,29 (s, 1H), 7,04 (m,
1H), 6,07 (s, 1H), 5,19 (brs, 1H), 4,90 (hept, J=6,4 T'n, 1H), 4,59 (d, J=5,2 I', 2H), 4,50 (q, J=7,0 T'y, 2H), 2,67
(s, 3H), 2,47 (s, 3H), 1,66 (d, J=6,1, 6H), 1,43 (q, J=7,1 ', 3H).
LC-MS (macca/3apsin) 407,3 (MH"); tg = 0,54 mun (crioco6 E).
IIpumep 4.  5-(2-Oroxcu-3-mupunmi)- 1 -u3onponui-3-meTui-N-[(2-MeTHIOKCa3051-5 -1 ) METHII |THUpa-
30510[4,3-b]mupuauH-7-aMuH
N=N
N

MOJIYICHHBIH W3 (2-MeTWJIOKca3oi-5-mi)MeTaHaMuHa W 5,7-muxiiop- 1 -uzomnpommi-3-metuin- 1 H-
nupasono[4,3-b]mupununa;

'H SIMP (DMSO-ds, 600 MI'ry) & 8,21 - 8,15 (m, 2H), 7,14 (s, 1H), 7,09 (dd, J=7,3, 4,8 T', 1H), 6,90 (s,
1H), 6,82 (t, J=5,7 I'u, 1H), 5,16 (hept, J=6,4 T'u, 1H), 4,55 (d, J=5,5 T'n, 2H), 4,39 (q, J=7,0 'y, 2H), 2,47 (s,
3H), 2,37 (s, 3H), 1,45 (d, J=6,4 ', 6H), 1,26 (t, J=7,0 'y, 3H).

LC-MS (macca/3apsn) 407,1 (MH"); tg = 0,53 mMun (cioco6 D).

Mpumep 5.  5-(2-DOroxcu-3-nupuann)-1-n3onponmi-3-metuia-N-[(2-MeTHaTpra3on-4-mi)Me T Jnupa-
30710[4,3-b|nupunuH-7-aMuH

\N—N

Mf

NHY

I\N\
N
|\ N//
N2 N0

noxydeHHsld n3 (2-metun-2H-1,2,3-tpuazon-4-mwr)meranamMmuaa u 5,7-auxiop- 1 -u3onponun-3-metni-1H-
npasono[4,3-bluupuauna;

'H AMP (DMSO-dg, 600 MI'my) § 8,21 - 8,15 (m, 2H), 7,64 (s, 1H), 7,10-7,08 (m, 2H), 6,88 (t, J=5,6 T,
1H), 5,19 (hept, J=6,3 I'n, 1H), 4,59 (d, J=5,1 T'n, 2H), 4,34 (q, J=7,0 'y, 2H), 4,11 (s, 3H), 2,48 (s, 3H), 1,48 (d,
J=5,7Tn, 6H), 1,28 - 1,20 (t, J=7,0 I'y, 3H).

LC-MS (macca/3apsin) 407,1 (MH"); tg = 0,55 mun (cioco6 D).

Ipumep 6.  5-(2-Otokcu-3-mupuawn)- 1 -uzonponwi-3-MeTwi-N-[ (1 -MeTHITpra301-4 -1 ) METHII |THUpa-
30510[4,3-b]mupuauH-7-aMuH
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('

N
|\ N//
N o™

noxydeHHsld n3 (1-merun-1H-1,2,3-tpuazon-4-mwr)meranamuna u 5,7-auxiop- 1 -u3onponun-3-metni-1H-
nupasono[4,3-bluupuauna;

'H AMP (DMSO-dg, 600 MI'r) 8 8,21 - 8,14 (m, 2H), 7,90 (s, 1H), 7,13 (s, 1H), 7,08 (dd, J=7.3, 4,9 T,
1H), 6,88 (t, J=5,7 I'u, 1H), 5,18 (hept, J=6,4 T'u, 1H), 4,59 (d, J=5,6 T'n, 2H), 4,34 (q, J=7,0 I'y, 2H), 3,98 (s,
3H), 2,47 (s, 3H), 1,47 (d, J=6,3 'y, 6H), 1,25 (t, J=7,0 'y, 3H).

LC-MS (macca/3apsn) 407,3 (MH"); tg = 0,45 mun (crioco6 E).

Ipumep 7. 5-(2-Otokcu-3-mmpuawn)-1-uzonponmi-3-metuin-N-(1H-mupazon-4-mmernn)nmupaszono[4,3-
b mupuann-7-amMuH

HN-N

noxydeHHsld u3 (1H-nupazon-4-mwr)MeraHaMuHa rugpoxsopuaa u S,7-nuxiop-1-uzonpomnmi-3-merun-1H-
npasono[4,3-bluupuauna;

'H SIMP (xnopodopm-d, 600 MI'm) & 8,27 (dd, J=7,3, 2,0 T, 1H), 8,18 (dd, J=4,8, 1,9 I'u, 1H), 7,69 (s,
2H), 7,25 (s, 1H), 7,03 (dd, J=7,3, 4,9 I'y, 1H), 4,76 (hept, J=6,4 I'n;, 1H), 4,55 (brds, 1H), 4,46 (m, 4H), 2,63 (s,
3H), 1,59 (d, J=6,5 I'u, 6H), 1,39 (t, J=7,0 I'y, 3H).

LC-MS (macca/3apsin) 392,1 (MH"); tg = 0,50 Mun (cioco6 D).

Ipumep 8.  5-(2-Oroxcu-3-mupuamn)- 1 -uzonponi-3-MmeTuia-N-[(2-MeTHITETPa301-5-MT)METHII |TUpa-
30110[4,3-b]mupuauH-7-aMuH

1 T~
L

NN
NN
\

moJiydeHHbIN 13 (2-meTtun-2H-teTpazon-5-min)meranamuaa u - 5,7-auOpoM- 1 -uzomnpomnui-3-metun-1H-
nupasono[4,3-b]mupunnna;

'H SIMP (xnopoopm-d, 400 MI'm) & 8,27 (dd, J=7,2, 2,0 T, 1H), 8,18 (dd, J=5,2, 2,0 ', 1H), 7,26 (s,
1H), 7,04-7,01 (m, 1H), 5,33-5,31 (m, 1H), 4,96-4,93 (m, 1H), 4,80 (d, J=5,2 T'n, 2H), 4,50 (q, J=6,8 I'u, 2H),
4,39 (s, 3H), 2,65 (s, 3H), 1,67 (d, J=6,4 I'y, 6H), 1,44 (t, J=6,8 ', 3H).

LC-MS (macca/3apsin) 408,1 (MH"); tg = 1,96 mun (cioco6 C).

Ipumep 9. 5-(2-OroxcunupunuH-3-wn)-1-nzonponmi-3-metui-N-((1-metwn- 1 H-nmupazon-4-mn)MeTn)-
1H-nimpazono[4,3-b]nupunun-7-aMua

/N O~
J

N
(g

N=N
\

\ 7

\'N
N
)~

nosyaeHHbIn U3 (1-metwin-1H-mmpason-4-un)meranamuaa u - 5,7-nuOpoM- 1 -uzonponi-3-metun- 1 H-
nupasono[4,3-b]mupununa;

'H SIMP (DMSO-dg, 400 MI'n): & 8,18-8,16 (m, 2H), 7,60 (s, 1H), 7,41 (s, 1H), 7,10-7,06 (m, 2H), 6,68-
6,65 (m, 1H), 5,19-5,12 (m, 1H), 4,39-4,34 (m, 4H), 3,77 (s, 3H), 2,46 (s, 3H), 1,15 (d, J=6,4 Tu, 6H), 1,25 (t,
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J=7,2 Ty, 3H).
LC-MS (macca/3apsn) 406,1 (MH"); tg = 2,50 mun (crioco6 B).
IMpumep 10. 5-(2-3rtoxcu-3-mupuamn)- 1 -uzonponii-3-MmeTuia-N-[(3-MeTHIN30KCca301-5-1T)METHI |TUpa-

30510[4,3-b]mupuauH-7-aMuH
| Ny o

F |N\
F

\'N
N
S

A=
NOJy4eHHBIH Wu3  (3-MeTHIM30KCca3oy-5-uia)MeTaHaMuHa W 5,7-nuxiop-1-uzonponmia-3-mernn-1H-

npasono[4,3-bluupuauna;

'H SIMP (xnopodopm-d, 400 MI'm) & 8,28-8,26 (m, 1H), 8,15-8,18 (m, 1H), 7,20 (s, 1H), 7,04-7,00 (m,
1H), 6,10 (s, 1H), 4,87 (brs, 2H), 4,66-4,65 (m, 2H), 4,45 (q, J=7,2 I'n, 2H), 2,64 (s, 3H), 2,29 (s, 3H), 1,63 (d,
J=6,8 I', 6H), 1,36 (t, J=7,2 Ty, 3H).

LC-MS (macca/3apsin) 407,1 (MH"); tg = 2,05 mun (cioco6 C).

Ipumep 11.  5-(2-Orokcu-3-mupunnn)- 1 -u3onponui-3-MeTuia-N-[(2-MeTHITHA301-4 -1 ) METHII |THpa-

30510[4,3-b]mupuauH-7-aMuH

MOJIYICHHBIH W3 (2-MeTwiThazon-4-wn)MeTaHaMuHa ® 5, 7-a1ubpoM-1-u3ompornmn-3-metun-1H-

nupasono[4,3-b]mupuanna;

'H SIMP (xnopodopm-d, 400 MI'm) & 8,26 (dd, JJJ=7.6, 2,0 T'u, 1H), 8,17 (dd, J=4,8, 2,0 ', 1H), 7,18 (s,
1H), 7,05 - 7,01 (m, 2H), 5,40 - 5,27 (m, 1H), 4,96 - 4,90 (m, 1H), 4,59 (d, J=5,2 I'y, 2H), 4,46 (q, J=7,2 I'Ly,
2H), 2,75 (s, 3H), 2,65 (s, 3H), 1,65 (d, J=6,4 I', 6H), 1,38 (t, J=7,2 I'y, 3H).

LC-MS (macca/3apsn) 423 (MH"); tg = 1,90 mun (crioco6 A).

Mpumep 12. 1-Iuknonponuin-5-(2-3Tokcu-3-nupuamn)-3-metuin-N-[(1-MeTuinmnmpason-4-mi)Me T Jnupa-

30710[4,3-b|nupunuH-7-aMuH

noxydeHHsld U3 (1-metmn-1H-nupazon-4-un)meranamuna u 5,7-nqubpoM- 1 -nmknonponmi-3-metnn-1H-

npasono[4,3-bluupuauna;

'H IMP (xnopodpopm-d, 400 MI'): & 8,26 - 8,23 (m, 1H), 8,19 - 8,17 (m, 1H), 7,57 (s, 1H), 7,44 (s, 1H),
7,16 (s, 1H), 7,04 - 7,01 (m, 1H), 5,64 (brs, 1H), 4,50 - 4,45 (m, 2H), 4,39 (d, J=4,4 T'u, 2H), 3,93 (s, 3H), 3,72 -
3,70 (m, 1H), 2,61 (s, 3H), 1,46 - 1,38 (m, 5H), 1,16 -1,11 (m, 2H).

LC-MS (macca/3apsn) 404,1 (MH"); tg = 1,88 mun (cioco6 C).
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ITpumep 13. 5-(2-Orokcu-3-mupuamn)-N-[ (1 -meTmimupaszon-4-mwn)MeTwn| - 1 -nponmnnupa3zono[ 4,3-
bnupuauH-7-aMuH

noxydeHHbId u3 (1-metnn-1H-nupa3zon-4-um)MeranamMuHa Juruapoxiopuna u S,7-quopom-1-nponmi-1H-
nupasono[4,3 -b]mupuauna;

'H SIMP (xnopodopm-d, 400 MI'm) & 8,16 - 8,11 (m, 2H), 8,04 (s, 1H), 7,49 (s, 1H), 7,37 (s, 1H), 7,17 (s,
1H), 6,97 - 6,94 (m, 1H), 4,42 - 4,32 (m, 7H), 3,86 (s, 3H), 1,85 (q, J=7,2 T'm, 2H), 1,33 (t, J=7,2 ', 3H), 0,86
(t,J=7,2 'y, 3H).

LC-MS (macca/3apsin) 392,2 (MH"); tg = 1,87 mun (cioco6 C).

I[Mpumep 14. 5-(2-Orokcunupunui-3-mn)-N-((1-metnin-1H-mmpazon-4-um)merwn)-1-(okceran-3-wmm)-1H-
nupasono[4,3-b]mupunuH-7-aMuH

NZ o™

noxydeHHsld w3 (1-metmn-1H-nupazon-4-un)meranamuna u - 7-6pom-5-xiop-1-(okceran-3-wm)-1H-
npasono[4,3-bluupuauna;

'H SIMP (meranosn-d,, 600 MI') & 8,18 - 8,14 (m, 2H), 7,95 (dd, J=7,3, 2,0 T, 1H), 7,62 (s, 1H), 7,51 (s,
1H), 7,08 - 7,04 (m, 2H), 6,24-6,17 (m, 1H), 5,24-5,18 (m, 2H), 5,15 -5,08 (m, 2H), 4,45 (s, 2H), 4,38 (q, J=7,0
I'y, 2H), 3,85 (s, 3H), 1,26 (t, J=7,0 I'ny, 3H).

LC-MS (macca/3apsn) 406,2 (MH"); tg = 0,41 mMun (cioco6 D).

ITpumep 15. 5-(2-Orokcunmpuant-3-min)- 1 -metmin-N-(1-(1-metun-1H-nupazon-4-u)atmm)-1H-
npasono[4,3-b|nupuauH-7-aMuH (paneMHYecKuil)

\
N—N
f\f
NH
/
| N,
N
/
D8
P
N oS

NOJMYyYEHHBIH W3 1-(1-metun-1H-mpazon-4-nn)aran-l-ammaa  u  7-Opom-5-xmop-1-mernn-1H-
npasono[4,3-bluupuauna;

'H IMP (xsopodopm-d, 500 MI'y) & 8,24 - 8,17 (m, 2H), 8,09 (s, 1H), 7,54 (s, 1H), 7,39 (s, 1H), 7,17 (s,
1H), 7,03 (dd, J=7,3, 5,1 I'u, 1H), 4,84 (m, 1H), 4,73 (d, J=5,9 T'u, 1H), 4,54 - 4,37 (m, 2H), 4,35 (s, 3H), 3,91
(s, 3H), 1,72 (d, J=7,0 T'u 3H), 1,36 (t, J=6,5 ', 3H).

LC-MS (macca/3apsn) 378,2 (MH"); tg = 0,44 Mun (cioco6 D).

I[Mpumep 16. 5-(2-Oroxcunupuana-3-wmin)- 1-metmn-N-((1-metwn- 1 H-nupazon-4-un)mernn)- 1 H-mupazono
[4,3-b]mupunua-7-aMuH
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noxydeHHsld u3 (1-mermn-1H-nupaszon-4-wn)meranaMuna u S,7-nqubpom-1-meruin-1H-nmpasono[4,3-b]
MUPUIVHA;

'H SIMP (metanon-d,, 400 MI'm) & 8,15 - 8,14 (m, 1H), 7,93-7,92 (m, 2H), 7,60 (s, 1H), 7,50 (s, 1H), 7,038
(dd, J=4,8 ', J=6,8 'y, 1H), 6,94 (s, 1H), 4,46 (s, 2H), 4,40-4,34 (m, 6H), 3,83 (s, 3H), 1,25 (t, J=6,8 I'y, 3H).

LC-MS (macca/3apsin) 364,1 (MH"); tg = 1,71 mun (cnioco6 C).

IIpumep 17. 5-(2-Oroxcu-3-mmupuawmn)- 1 -uzonponii-N-[ (1 -MeTHINMHIIa3071-2 -1IT)METHII |Tupa3oio[4,3-b]
MUPUINH-7-aMUH

NTN\
NH N~

I
N o™

noxydeHHsld w3 (1-metwn-1H-umunaszon-2-uwn)meranamuna u - 5,7-nqubpom-1-m3onponm-1H-nupaso-
n0[4,3-b]mupuanHa;

'H SIMP (DMSO-d,, 600 MTI'r) § 8,19 (dd, J=4,9, 2,0 T, 1H), 8,09-8,12 (m, 2H), 7,35 (s, 1H), 7,13 - 7,05
(m, 2H), 6,83 - 6,76 (m, 2H), 5,25 (hept, J=6,5 ', 1H), 4,56 (d, J=4,9 I'y, 2H), 4,42 (q, J=7,0 ', 2H), 3,71 (s,
3H), 1,51 (d, J=6,4 I'u, 6H), 1,38 (t, J=7,0 I'y, 3H).

LC-MS (macca/3apsin) 392,1 (MH"); tg = 0,35 mun (cioco6 D).

[Tpumep 18. 5-(2-DOrokcunupunu-3-mn)- 1 -uzonponmin-N-((1-metun- 1 H-mupazon-5-mn)metwn)- 1 H-

nupasoso[4,3-b]mupunuH-7-aMuH
=N
([‘N\

nosrydaeHHbIN u3 (1-metun-1H-mupaszon-5-mn)MeTaHaMuHa TUTHAPOXIOPUAA U S5,7-THOpOM- 1 -H30TIpOTIHII-
1H-nimpazono[4,3-b]nupununa;

'H SIMP (DMSO-dg, 600 MI'ry) & 8,20 - 8,12 (m, 3H), 7,33 (d, J=1,8 T'i, 1H), 7,14 (s, 1H), 7,08 (dd, J=7,4,
4,8 I'u, 1H), 6,89 (t, J=5,4 I'u, 1H), 6,19 (d, J=1,8 T', 1H), 5,29 (hept, J=6,5 I'u, 1H), 4,59 (d, J=5,3 I'n, 2H),
4,36 (q, J=7,0 I'y, 2H), 3,88 (s, 3H), 1,50 (d, J=6,3 ', 6H), 1,24 (t, J=7,0 I'y, 3H).

LC-MS (macca/3apsn) 392,1 (MH"); tg = 0,49 mun (cioco6 D).

ITpumep 19. 5-(2-Orokcunmpuans-3-mn)- 1 -uzonpormn-N-((1-metmn-1H-nupazon-3-mm)mernin)- 1 H-

npasono[4,3-b|nupuauH-7-aMuH
\N
ﬁ%

NHY

)
N

|\ N/ /

N N0

monydeHHblid u3 (1-metmn-1H-nmpa3zon-3-wn)meranamuna u S,7-aubpom-1-uzonponui-1H-mupazono[4,3-
b]nupuauna;

'H SIMP (DMSO-ds, 600 MI') & 8,19 - 8,13 (m, 2H), 8,09 (s, 1H), 7,59 (d, J=2,2 T, 1H), 7,14 (s, 1H),
7,07 (dd, J=7,4, 4,8 T'u, 1H), 6,85 (t, J=5,7 I'u, 1H), 6,17 (d, J=2,1 T'u, 1H), 5,27 (hept, J=6,4 T'u, 1H), 4,46 (d,
J=5,6 T'u, 2H), 4,36 (q, J=7,0 I'y, 2H), 3,78 (s, 3H), 1,50 (d, J=6,3 ', 6H), 1,29 (t, J=7,0 'y, 3H).

LC-MS (macca/3apsn) 392,1 (MH"); tg = 0,54 Mun (cioco6 D).

IMpumep 20. 5-(2-Ortokcu-3-mmpuawin)-1-uzonponri-N-(Trazon-2-wimMeT)nmupaszono[4,3-b|mupuaua-7-
aMUH
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TIOJIYYCHHBIN M3 THA30J-2-WJIMETaHAMUHA THUApoOXJIopuaa u 5,7-nubpom-1-uzonpomnwmi-1H-mmpazono[4,3-
bnupuanna;

'H SIMP (DMSO-dg, 600 MI'm). 8 8,18 - 8,13 (m, 3H), 7,78 (d, J=3,3 T', 1H), 7,62 (d, J=3,3 ', 1H), 7,32
(t, J=5,7 I'u, 1H), 7,12 (s, 1H), 7,06 (dd, J=6,9, 5,4 T'w, 1H), 5,32 (hept, J=6,5 I'n, 1H), 4,86 (d, J=5,6 T'u, 2H),
4,29 (q, J=7,0 T'u, 2H), 1,54 (d, J=6,4 I'u, 6H), 1,21 (t, J=7,0 I'u, 3H).

LC-MS (macca/3apsn) 395 (MH"); tg = 0,54 mun (crioco6 D).

Mpumep 21. 5 -(2-3rokcu-3-mupuamn)-1-uzonpomun-N-[(1-meTunumuazon-4-un)Metwi | mupasono[4,3-
b nupuaun-7-aMuH

\

R
&EN

NHY

Yy
N
oA
NS0

nosyaeHHbIn  u3  (1-metwin-1H-umunazon-4-unm)meranaMmuaa W 5,7-qubpom-1-m3onponmn- 1 H-impaso-
no[4,3-b]mupuanHa;

'H SIMP (DMSO-dg, 600 MI'r) 8,19 - 8,13 (m, 2H), 8,09 (s, 1H), 7,52 (s, 1H), 7,15 (s, 1H), 7,07 (dd,
J=7,3, 4,9 I'y, 1H), 6,96 (s, 1H), 6,76 (t, J=5,5 I'n, 1H), 5,25 (hept, J=6,5 I'ny, 1H), 4,40 (d, J=5,4 I'u, 2H), 4,35
(q,J=7,0 T'y, 2H), 3,57 (s, 3H), 1,50 (d, J=6,3 I'y, 6H), 1,27 (t, J=7,0 'u, 3H).

LC-MS (macca/3apsn) 392,1 (MH"); tg = 0,39 mMun (cioco6 D).

Mpumep 22. 5-(2-Drokcn-3-nupuanin)-1-uzonponmi-N-(4-mupuannmeTin)nupasono[4,3-bnupuaun-7-
aMUH

N
A

Z

NH
0
N
| SN N/ YV,
NZ o™

MOJTYYSHHBIH U3 MUpUANH-4-UIMeTaHaMuHa | 5,7-1n0pom-1-n3onponni-1H-nupazono[4,3-bmupuanna;

'H SIMP (mertanon-ds, 600 MI') & 8,52 - 8,48 (m, 2H), 8,11 (dd, J=5,0, 1,9 T'u, 1H), 8,06 (s, 1H), 7,90 (dd,
J=7,4, 2,0 I'n, 1H), 7,51 - 7,47 (m, 2H), 7,01 (dd, J=7,4, 4,9 I'n, 1H), 6,74 (s, 1H), 5,28 (hept, J=6,5 T'u, 1H),
4,72 (s, 2H), 4,19 (q, J=7,1 I'u, 2H), 1,64 (d, J=6,4 ', 6H), 1,07 (t, J=7,0 I'y, 3H).

LC-MS (macca/3apsin) 389,1 (MH"); tg = 0,38 mMu (cioco6 D).

IIpumep 23. 5-(2-3rokcu-3-mupuan)- 1 -uzonponui-N-(M-TOHIME T ) THpa30i10[4,3-b |mupuauH-7-aMuH

MOJYYEHHBIH W3 M-TOJMMJIMETaHaMHHA THApoxJopuaa u S,7-mudpom-1-nzonponui-1H-nmpazono[4,3-b]
NUPHINHA;

'H AMP (xsopodopm-d, 400 MI'm) & 8,22- 8,17 (m, 3H), 7,33- 7,19 (m, 5H), 7,03-7,00 (m, 1H), 4,89 -
4,86 (m, 2H), 4,53 (d, J=5,2 I', 2H), 4,42 (q, J=7,2 'y, 2H), 2,39 (s, 3H), 1,65 (d, J=6,4 I';, 6H), 1,33 (t, J=7,2
I'm, 3H).
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LC-MS (macca/3apsn) 402,1 (MH"); tg = 2,57 mun (cnoco6 F).
[Mpumep 24. 5-(2-Orokcn-3-nupuann)-1-n3onponmwi-N-(I-ToaunMe TiiI)nupaszono[4,3-b | nupuaun-7-aMuH

MOJIYYEHHBIH U3 M-TOJMIMETaHaMIHa | 5,7-1nopom-1-u3onponmi-1H-nupazono[4,3-b]mupununa;

'H IMP (xnopodpopm-d, 400 MI') & 8,23- 8,17 (m, 3H), 7,34-7,32 (m, 2H), 7,24-7,22 (m, 3H), 7,03-7,00
(m, 1H), 4,89 - 4,74 (m, 2H), 4,52 (d, J=4,8 I';, 2H), 4,42 (q, J=6,8 ', 2H), 2,39 (s, 3H), 1,65 (d, J=6,8 I'y, 6H),
1,35 (t, J=6,8 'y, 3H).

LC-MS (macca/3apsin) 402,1 (MH"); tg = 2,17 mu (cioco6 A).
IIpumep 25. 5 -(2-Oroxcu-3-mupuamn)-1-nzonponui-N-[(1-meTunmupaszon-4-un)MeTu |mupaszono[4,3-b]

MUPUINH-7-aMUH

nosryaeHHbIN u3 (1-metun-1H-mupaszon-4-mn)MeTaHaMiHA TUTHAPOXIOPUAA U S5,7-THOpOM- 1 -U30TIpOTTHII-
1H-nupazoino[4,3-b]mupununa;

'H SIMP (xopodopm-d, 400 MI'm) & 8,22-8,16 (m, 3H), 7,57 (s, 1H), 7,44 (s, 1H), 7,24 (s, 1H), 7,03-7,00
(m, 1H), 4,82 - 4,77 (m, 1H), 4,60 (brs, 1H), 4,46 (q, J=7,2 ', 2H), 4,39 (d, J=4,8 ', 2H), 3,93 (s, 3H), 1,62 (d,

J=6,4I'n, 6H), 1,39 (t, J=7,2 I'y, 3H).

LC-MS (macca/3apsn) 392,2 (MH"); tg = 1,86 Mun (cioco6 C).
5-(2-Orokcu-3-nupuamn)- 1 -otun-N-[(1-MeTunmnupason-4-mwi)merw Jnupasoino[4,3-

ITpumep 26.
bnupuauH-7-aMuH
/NI o~
A N
| LW
= N'
NH
2/7
N—N
/

noxydeHHsld n3 (1-metmin-1H-nmpaszon-4-un)meranamuna u 5,7-mu6pom-1-stun-1H-nmpazono[4,3-b]nu-

puanHa;
'"H SIMP (xopoopm-d, 400 MI'm) & 8,22 - 8,11 (m, 3H), 7,56 (s, 1H), 7,43 (s, 1H), 7,23 (s, 1H), 7,03 -
7,00 (m, 1H), 4,56 - 4,39 (m, 7H), 3,92 (s, 3H), 1,51 (t, ]=7,2 Ty, 3H), 1,38 (t, J=7,2 T'y, 3H).

LC-MS (macca/3apsn) 378,2 (MH"); tg = 1,79 mun (cioco6 G).
5-(2-Orokeun-3-nupumn)-3-metun-N-[ (1 -merunmnupason-4-un)metnn|- 1 -(okceran-3-

ITpumep 27.
win)nupazono[4,3-bnupuann-7-aMuH

N—N/
¢

Q

NH S;>

~N
l Z /N

nosryaeHHbIn 3 (1-metnn-1H-tmpason-4-un)meranamuaa u 5,7-gubpom-3-metni- 1 -(okceran-3-wmm)-1H-

npasono[4,3-blnupuauna;
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'H SIMP (xnopodopm-d, 400 MI'm) & 8,30-8,28 (m, 1H), 8,20-8,18 (m, 1H), 7,54 (s, 1H), 7,43 (s, 1H), 7,32
(s, 1H), 7,05-7,02 (m, 1H), 5,85-5,75 (m, 1H), 5,55 (brs, 1H), 5,18-5,11 (m, 4H), 4,51-4,45 (m, 2H), 4,41 (d,
J=4,8 T'u, 2H), 3,92 (s, 3H), 2,64 (s, 3H), 1,40 (t, J=7,2 ['u, 3H).

LC-MS (macca/3apsn) 420,1 (MH"); tg = 1,99 mun (cioco6 B).

I[Ipumep 28. 5-(2-Ortokcu-3-mupuann)-1,3-numetrn-N-[(1-MmeTunmupaszon-4-mi)MeT |mupaszono[4,3-b]
MUPUINH-7-aMUH

nosryaeHHbI u3 (1-metnn-1H-nmpason-4-un)meranamuaa u 5,7-guxiop-1,3-mumermn- 1 H-nupaszono[4,3-
b]mupuauna;

'H SIMP (xnopodopm-d, 400 MI'r) & 8,28-8,26 (m, 1H), 8,19-8,18 (m, 1H), 7,56 (s, 1H), 7,44 (s, 1H), 7,21
(s, 1H), 7,04-7,01 (m, 1H), 4,63 (brs, 1H), 4,47 (q, J=6,8 T'u, 2H), 4,38 (d, J=4,8 I'n, 2H), 4,23 (s, 3H), 3,92 (s,
3H), 2,62 (s, 3H), 1,39 (t, J=7,2 ', 3H).

LC-MS (macca/3apsn) 378,2 (MH'); tg = 1,93 mun (crioco6 B).

Mpumep 29. 5-(2-Droxkcunupuaun-3-mn)-1-n3onponmi-3-meti-N-((4-meTunTnazon-2-mwi)meri)- 1 H-
npasono[4,3-b|nupuauH-7-aMuH

B pactBop 5-(2-3TOKCHMNMpUANH-3-11)- | -u30mpon-3-metri- | H-mupa3zono[4,3-b jmupuann-7-amuaa (50
mr, 0,16 mmons) B THF (3 ™M) mobGasmsmu Ti(i-PrO), (91 mr, 0,32 mmonb, 95 M) U 4-METHATHA30J-2-
kapOanbaerun (41 mr, 0,32 Mmmoib, 35 mxi). Cmech nepememiBaiu npu 50°C B tedyenue 18 4. Peakimonnyro
cmech oxnaxaanu 10 0°C, 3arem MemieHHO no6asmsui B cMech NaBHy (30 mr, 0,80 MMoIB) M peakIIMOHHYTO
cmech nepememnBaiy npu 0°C B teyenue 10 muH. /106aBisumn Boxy (2 MiT) C TallieHUEM PEAKLUH, OITyYCHHYIO
cMech (QMIBTPOBAIM M OCTATOK MPOMBIBANN dTHIaneTaToM (20 mit x 2). O0beanHEeHHbIE (QUIBTPATHI IPOMBIBAIH
coseBbIM pactBopoM (10 mur), BeicymuBanu Hax Na,SO, n koHIeHTpupoBad. OCTaTOK OYHINAIHA C TTOMOIIHIO
KOJIOHOUHOU xpomatorpadum (SiO,, merposieitabiit 3¢up:aTrmanerat = ot 2:1 mo 1:1) ¢ mocnenyromieit ounct-
Kol ¢ momomnipio npenapatnBaoit HPLC ¢ momydyenuem 5-(2-3TOKCUTTUPHUIUH-3-1T)- 1 -u30mponii-3-MeTriI-N-
((4-metuntnazon-2-un)mernn)- 1 H-mupazono[4,3-b Jrupuann-7-amuna (14 mr).

'H SIMP (xsopodopm-d, 400 M) & 8,26-8,24 (m, 1H), 8,18-8,17 (m, 1H), 7,19 (s, 1H), 7,03-7,00 (m,
1H), 6,87 (s, 1H), 5,01-4,95 (m, 1H), 4,82 (d, J= 4,8 I', 2H), 4,47-4,42 (q, J=7,2 I'n, 2H), 2,66 (s, 3H), 2,48 (s,
3H), 1,68 (d, J=6,4 T'u, 6H), 1,37 (t, J=7,2 I'n, 3H).

LC-MS (macca/3apsn) 423,0 (MH"); tg = 1,92 mun (cioco6 C).

[Tono6HBIM 06pa3oM IoTydaly CclIeayIoIue PUMEpHI.

ITpumep 30. 5-(2-Orokcu-3-nupuamn)- 1 -uzonponun-3-metnin-N-[(3-metuni-1,2,4-okcaauazon-5-
WI)MeTHI | ipa3osno[4,3-b|nupuaus-7-aMuH

TIOJIYICeHHBIN U3 3-MeTni-1,2,4-o0kcanua3on-S-kapoanpaeruaa u S5-(2-3TOKCUIUPUINH-3-11)- | -U30TIpOTIHII-
3-metni- 1 H-mupazono[4,3-b jnupuanH-7-amuHa;

'H SIMP (xopodopm-d, 400 MI'n) & 8,27 (dd, J=7,2, 2,0 T', 1H), 8,19-8,18 (m, 1H), 7,17 (s, 1H), 7,05-
7,02 (m, 1H), 4,95 (brs, 1H), 4,76 (d, J=4,8 T'u, 2H), 4,49 (q, J=6,8 T'u, 2H), 2,65 (s, 3H), 2,44 (s, 3H), 1,67 (d,
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J=6,4 T, 6H), 1,42 (t, J=6,8 T, 3H).

LC-MS (macca/3apsn) 408,2 (MH"); tg = 2,31 mun (crioco6 B).

Ipumep 31. 5-(2-Oroxcu-3-mupuann)-1-n3onponui-3-metun-N-[(1-meTmi-1,2,4-Tpra3on-3-mi)MeTu |
nupasofo[4,3-b]mupunuH-7-aMuH

noxydeHHsId u3 1-metnin-1H-1,2,4-tpruazon-3-kapbanpaeruna u 5-(2-3TOKCUITUPUIUH-3 -1T)- | -M301pOTTHII-
3-metmi-1H-nmpasono[4,3-bnupuaus-7-aMuna;

'H SIMP (xnopodopm-d, 400 MI'u) & 8,27 (dd, J=1,6, 7,2 T, 1H), 8,18 (dd, J=1,6, 4,8 T, 1H), 8,05 (s,
1H), 7,22 (s, 1H), 7,04-7,01 (m, 1H), 5,50 (brs, 1H), 5,01-4,96 (m, 1H), 4,58 (d, J=4,8 ', 2H), 4,50 (q, J=7,2
I'y, 2H), 3,95 (s, 3H), 2,66 (s, 3H),1,66 (d, J=6,0 'y, 6H), 1,45 (t, J=7,2 I'ny, 3H).

LC-MS (macca/3apsin) 407,1 (MH"); tg = 1,87 mun (cioco6 C).

Ipumep  32.  5-(2-Ortokcu-3-mupuani)- 1 -u3onponui-3-MeTia-N-[(2-MeTHITHA301-5 -1 ) METHII |TUpa-
30110[4,3-b]mupuauH-7-aMuH

TIOJIYICHHBIN W3 2-METHUITHA30JI-5-KapOanmpaeruaa u S-(2-3TOKCUITHPUINH-3-11)- | -U30TpOTIHII-3 -METHII-
1H-niupazomno[4,3-b|mupunnH-7-amMmuHa,;

'H IMP (xnopodopm-d, 400 MI'm) & 8,17-8,25 (m, 1H), 8,19-8,18 (m, 1H), 7,62 (s, 1H), 7,26 (s, 1H),
7,05-7,02 (m, 1H), 4,83-4,80 (m, 1H), 4,70 (s, 2H), 4,48 (q, J=7,2 I'u, 2H), 2,71 (s, 3H), 2,65 (s, 3H), 1,62 (d,
J=6,4 T'u, 6H), 1,40 (t, J=7,2 I'n, 3H).

LC-MS (macca/3apsn) 423 (MH"); tg = 1,80 mun (crioco6 A).

ITpumep 33. 5-(2-Orokcu-3-nupuain)- 1 -uzonponui-3-metui-N-[ (5-metnn-1,3,4-Tnagnazon-2-
WI)MeTHI | rpa3osno[4,3-b|nupuaus-7-aMuH

MOJYYCHHBIA U3 S-MeTwi-1,3,4-THanua3on-2-kapoanpaeruaa U S-(2-3TOKCHITUPUINH-3-1T)- | -H30pOmII-
3-metmi-1H-nmpasono[4,3-bnupuaus-7-aMuna;

'H SIMP (xmopogopm-d, 400 MTI') & 8,32-8,29 (m, 1H), 8,22-8,20 (m, 1H), 7,30 (s, 1H), 7,07-7,04 (m,
1H), 5,51 (brs, 1H), 4,97 (d, J=5,2 T'n, 2H), 4,57-4,48 (m, 2H), 2,82 (s, 3H), 2,69 (s, 3H), 1,69 (d, J=6,4 T'u, 6H),
1,42 (t,J=7,2 T, 3H).

LC-MS (macca/3apsin) 424 (MH"); tg = 2,14 mun (crioco6 B).

[Tpumep 34, 5-(2-Oroken-3-mmupunnn)- 1 -u3onponuin-3-MeTria-N-[ (5-MeTHIT-3-THEeHUIT )METHII [T pa-
30110[4,3-b]mupuauH-7-aMuH
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TIOJYYEHHBIH U3 S-MeTmiTHO(eH-3-KapOanpaeruaa U S5-(2-3TOKCUNUPUIANH-3-11)- 1 -H30MponniI-3-MeTHII-
1H-timpazono[4,3-b]mupuann-7-amuHa;

'H SIMP (xsopodopm-d, 400 MTI') & 8,28-8,26 (m, 1H), 8,18-8,17 (m, 1H), 7,22 (s, 1H), 7,04-7,01 (m,
2H), 6,80 (s, 1H), 4,84-4,77 (m, 1H), 4,66 (brs, 1H), 4,48-4,43 (m, 4H), 2,65 (s, 3H), 2,51 (s, 3H), 1,62 (d, J=6,8
I'y, 6H), 1,38 (t, J=7,2 T'u, 3H).

LC-MS (macca/3apsn) 422 (MH"); tg = 2,21 mun. (cnoco6 H).

ITpumep 35. 5-(2-Ortokcu-3-nupuamn)- 1 -u3onpomnui-3-mMeTHiI-N-[ (4-MeThII-2-THeHIIT)MEeTHII | T pa-
30710[4,3-b|nupunuH-7-aMuH

TIOJYYeHHBIH U3 4-MeTmiTHOo(eH-2-kapOanpaeruaa U S-(2-3TOKCUNUPUINH-3-11)- 1 -N30MponniI-3-MeTHII-
1H-nimpazono[4,3-b]mupuann-7-amuHa;

'H SIMP (xnopoopm-d, 400 MI') & 8,27 (dd, J=7,6, 1,6 T, 1H), 8,18 (dd, J=4,8, 2,0 T, 1H), 7,26 (s,
1H), 7,04-7,01 (m, 1H), 6,92 (s, 1H), 6,87 (s, 1H), 4,86-4,81 (m, 1H), 4,72 (brs, 1H), 4,66-4,65 (m, 2H), 4,47 (q,
J=7,2 Ty, 2H), 2,65 (s, 3H), 2,27 (s, 3H), 1,62 (d, J=6,4 ', 6H), 1,39 (t, J=7,2 T'u, 3H).

LC-MS (macca/3apsin) 422,1 (MH"); tg = 1,78 mun (cioco6 I).

I[Mpumep 36. 5-(2-DT1okcu-3-mupuamn)- 1 -u3onpomui-3-MeTiI-N-[ (5-MeTHI-2-THSHUI ) METHII | THPa30JI0

[4,3-b]mupunua-7-aMuH

TIOJIYICHHBIN U3 S-MeTunTHoQeH-2-kapOanpaeruna u S-(2-3TOKCUITHPUANH-3-H)- | -H30MPOTTHII-3-METHII-
1H-niupazomno[4,3-b]mupunnH-7-aMmuHa,

'H SIMP (xnopodopm-d, 400 MI'm) & 8,28-8,25 (m, 1H), 8,18-8,17 (m, 1H), 7,25 (s, 1H), 7,04-7,01 (m,
1H), 6,90-6,89 (m, 1H), 6,67-6,66 (s, 1H), 4,86-4,81 (m, 1H), 4,72 (brs, 1H), 4,63-4,62 (m, 2H), 4,48 (q, J=6,8
I'm, 2H), 2,65 (s, 3H), 2,49 (s, 3H), 1,62 (d, J=6,4 I'i, 6H), 1,39 (t, J=7,2 ', 3H).

LC-MS (macca/3apsin) 422 (MH"); tg = 1,78 mun (crioco6 I).

IMpumep 37. 5-(2-Orokeu-3-nupunuin)- 1 -uzonpornmi-3-mMeTiia-N-[(2-MeTHI0KCca30I1-4-1IT) METHII | THPa30J10

[4,3-bmupuaun-7-aMuH

TIOJYYEHHBIH N3 2-MeTmioKkcazon-4-kapbanpaeruaa u S5-(2-3TOKCUNUpUIANH-3-1i1)- 1 -n30MponmiI-3-MeTHII-
1H-nimpazono[4,3-b]mupuann-7-amuHa;
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'H SIMP (xnopodopm-d, 400 MI') & 8,26-8,24 (m, 1H), 8,17-8,16 (m, 1H), 7,53 (s, 1H), 7,17 (s, 1H),
7,03-7,00 (m, 1H), 5,01 (brs, 1H), 4,88-4,83 (m, 1H), 4,49-4,44 (m, 2H), 4,39 (d, J=5,2 I'u, 2H), 2,64 (s, 3H),
2,48 (s, 3H), 1,62 (d, J=6,8 I'y, 6H), 1,38 (t, J=7,2 T', 3H).

LC-MS (macca/3apsn) 407,1 (MH"); tg = 2,03 mun (cioco6 C).

IIpumep 38. 5-(2-Orokcu-3-mupuamn)- 1 -uzonponmi-3-MeTuia-N-[(5-MeTHI0KCa30J1-2 -1 ) METHII | THPA30JI0
[4,3-b]mupunua-7-aMuH

TIOJIYICHHBIN U3 5-METHIIOKCa30J-2-KapOanpaeruna u S-(2-3TOKCUITHPUANH-3-11)- | -H30MPpOTIHII-3-METHII-
1H-nimpazono[4,3-b]mupuann-7-amuHa;

'H SIMP (xsopodopm-d, 400 MTI') & 8,27-8,25 (m, 1H), 8,19-8,17 (m, 1H), 7,17 (s, 1H), 7,04-7,01 (m,
1H), 6,75 (s, 1H), 5,41 (brs, 1H), 4,99-4,95 (m, 1H), 4,55 (d, J=4,8 ', 2H), 4,49 (q, J=7,2 'y, 2H), 2,65 (s, 3H),
2,35 (s, 3H), 1,67 (d, J=6,4 I'y, 6H), 1,44 (t, J=7,2 T'u, 3H).

LC-MS (macca/3apsn) 407,1 (MH"); tg = 2,06 Mun (cioco6 C).

Mpumep 39. 5-(2-Otokcu-3-nmpuamn)-1-uzonponuin-3-metmin-N-(1H-nupason-3 -unmernn)mupaszono[4,3-
bnupuauH-7-aMuH

NH)\

NZ

noxydeHHsld u3 1H-nmpazon-3-kapbanbaeruna u 5-(2-3TokcunupuanH-3-1i)- 1 -u3onponmi-3-metnn-1H-
npasono[4,3-b|nupuauH-7-aMuHa;

'H SIMP (xnopodopm-d, 400 MI') & 8,25-8,23 (m, 1H), 8,18-8,16 (m, 1H), 7,58 (d, J=2,4 I'u, 1H), 7,19
(s, 1H), 7,03-7,00 (m, 1H), 6,35 (d, J=2,4 I'n, 1H), 5,31 (brs, 1H), 4,93-4,87 (m, 1H), 4,57 (d, J=4,8 T'u, 2H),
4,50 -4,45 (m, 2H), 2,65 (s, 3H), 1,63 (d, J=6,4 I'y, 6H), 1,41 (t, J=7,2 ', 3H).

LC-MS (macca/3apsn) 392,1 (MH"); tg = 1,92 mun (cioco6 C).

IIpumep 40. 5-(2-Otokcu-3-mmapuamn)-N-( 1 H-umunazon-4-niametwn)- 1 -u30mponmi-3 -MeTHImupa3onno[4,3-
b nupuann-7-amMuH

7 N
HN—Y

noxydeHHsld U3 1H-umunazon-4-kapoansaeruna u 5-(2-aTokcnnupuanH-3-ui)- 1 -u3onponmi-3-metnn-1H-
npasono[4,3-b|nupuauH-7-aMuHa;

'H SIMP (xnopoopm-d, 400 M) & 8,24-8,22 (m, 1H), 8,17-8,15 (m, 1H), 7,65 (m, 1H), 7,19 (m, 1H),
7,03-7,00 (m, 2H), 5,27 (brs, 1H), 4,92-4,86 (m, 1H), 4,49-4,44 (m, 4H), 2,64 (s, 3H), 1,61 (d, J=6,4 T'u, 6H),
1,40 (t, J=7,2 I'u, 3H).

LC-MS (macca/3apsin) 392,1 (MH"); tg = 1,52 mun (cioco6 C).

[Ipumep 41. N-6en3un-5-(2-aTokcu-3-mupuani)- 1 -u3onponuinupasono[4,3-b JnupuauH-7-aMuH
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NT oS

MOJIYICHHBIM W3  Oem3anpneruma W S-(2-3TOKCUIUpUANH-3-1i)- 1 -m3onponwi-1 H-mupazomno[4,3-
b nupuaun-7-aMuHa;

'H SIMP (DMSO-dg, 600 MI'ny) & 8,16 - 8,07 (m, 3H), 7,43 - 7,38 (m, 2H), 7,35 (dd, J = 8,4, 7,0 'y, 2H),
7,27 - 7,21 (m, 1H), 7,04 (dd, J=7,4, 4,9 T'u, 2H), 6,96 (s, 1H), 5,34 (hept, J=6,4 I'n, 1H), 4,58 (d, J=5,6 ', 2H),
4,23 (q,J=7,0 I'y, 2H), 1,56 - 1,45 (d, J=6,4 I'n, 6H), 1,13 (t, J=7,0 T'u, 3H).

LC-MS (macca/3apsn) 388 (MH"); tg = 0,66 mun (crioco6 D).

[Mpumep 42. 5-(2-Orokcu-3-mmpuann)-1-n3onponui-N-[(3-MeTrnn3zokcaszon-5-uia)metw \nupasoino[4,3-b]
MUPUIUH-7-aMUH

TIOJIYICHHBIH W3 3-METHIM30KCca3oi-5-kapOanpaeruga U S-(2-3TOKCUMHUpUANH-3-1i)- 1 -u3onpornmi-1H-
nupasodio[4,3-b]mupunnH-7-aMuHa;

'H IMP (DMSO-dg, 600 MI'my) & 8,25 - 8,17 (m, 3H), 7,16 - 7,11 (m, 2H), 7,08 (t, ] = 5,8 I'n;, 1H), 6,31 (s,
1H), 5,31 (hept, J=6,5 I'u, 1H), 4,71 (d, J=5,7 I'u, 2H), 4,40 (q, J=7,0 I'u, 2H), 2,23 (s, 3H), 1,56 (d, J=6,5 I'm,
6H), 1,29 (t, J=7,0 ', 3H).

LC-MS (macca/3apsin) 393,1 (MH"); tg = 0,55 mun (cioco6 D).

Mpumep 43. 5-(2-Drokcu-3-mupuaun)-1-usonpormi-N-[(5-metni-1,2,4-okcaguaszon-3-mi)Me T Jnupa-
30710[4,3-b|nupunuH-7-aMuH

I

NfN

NH

\(

Z | N\N
z | \N Z
SN 0N

MOJYYCHHBIH U3 5S-MeTmi-1,2,4-okcanna3on-3-kapoanpaeruia u S-(2-3TOKCUITUPHUINH-3-11)- | -H30TpOoTII-
1H-nimpazono[4,3-bmupuann-7-amuHa;

'H SIMP (DMSO-ds, 600 MI'my) & 8,20 - 8,10 (m, 3H), 7,13 (s, 1H), 7,08 (dd, J=7,4, 4,9 T, 1H), 7,00 (t,
J=5,9 I'n, 1H), 5,26 (hept, J=6,4 T'u, 1H), 4,66 (d, J=5,8 ', 2H), 4,36 (q, J=7,0 I'n, 2H), 2,56 (s, 3H), 1,50 (d,
J=6,4 ', 6H), 1,28 (t, J=7,0 T'm, 3H).

LC-MS (macca/3apsin) 394 (MH"); tg = 0,54 mun (crioco6 D).

IIpumep 44. N-[(1,5-mumeTrmupa3ot-3-uin)MeThi|-5-(2-3ToKCH-3-TprAwI)- 1 -u3onponmimipaszono[4,3-
b nupuann-7-amMuH
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noJydeHHsId u3 1,5-mumernn-1H-nupason-3-kapbansaeruna u 5-(2-3TOKCHIUPHUIUH-3-1I1)- | -U301poTTHII-
1H-impazono[4,3-bmupuann-7-amuHa;

'H SIMP (metanon-d, 600 MI'u) & 8,17 (dd, J=5,0, 2,0 I'n;, 1H), 8,04 (s, 1H), 7,94 (dd, J=7,3, 1,9 ', 1H),
7,07 (dd, J=7,3, 4,9 I'n, 1H), 6,98 (s, 1H), 6,07 (s, 1H), 5,22 (hept, J = 6,4 I'u, 1H), 4,53 (d, J=1,5 I'y, 2H), 4,39
(q, J=7,0 T'm, 2H), 3,75 (s, 3H), 2,26 (s, 3H), 1,63 (d, J=6,5 ', 6H), 1,30 (t, J=7,1 ', 3H).

LC-MS (macca/3apsin) 406,1 (MH"); tg = 0,60 Mus (cioco6 D).

IIpumep 45. 3-(1-U3onponmi-3-metmn-7-(((1-metwmn-1H-mupazon-4-mwn)metmn)amuno)- 1 H-mupazomno[4,3-
b Jmupuana-5-un)- 1 -metunmupuaud-2(1H)-on

MOJTYYCHHBIH U3 |-MeTHI-6-0KCc0-1,6-TUruaponupuInH-3-kapoanpaeruia u 5-(2-3TOKCUMUpUArH-3-1)-1 -
n3onpornmi-3-meti- 1 H-nupaszono[4,3-b|nupuann-7-amuHa;

'H SIMP (xnopodopm-d, 400 MI'n) 8,28-8,26 (m, 1H), 8,19-8,18 (m, 1H), 7,44-7,42 (m, 1H), 7,35 (d,
J=2,0 I'n, 1H), 7,19 (s, 1H), 7,05-7,02 (m, 1H), 6,66 (d, J=9,6 I't, 1H), 4,82-4,76 (m, 1H), 4,56 (brs, 1H), 4,47-
4,42 (m, 2H), 4,29 (d, J=5,2 'y, 2H), 3,56 (s, 3H), 2,65 (s, 3H), 1,62 (d, J=6,4 T'n, 6H), 1,35 (t, J=7,2 ', 3H).

LC-MS (macca/3apsin) 433,1 (MH"); tg = 1,86 mun (cioco6 C).

[Ipumep 46. 5-(2-OroxcunupuanH-3-mn)- 1 -uzonponmi-3-metuia-N-((2-metwin- 1 H-umuaazon-4-un)MeTun)-
1H-nupazoino[4,3-b]mupunua-7-aMuH

TIOJIY9CHHBIN u3 2-MeTwi- 1 H-umMunazon-4-kapbanpiaeruna U S-(2-3TOKCUITHPUANH-3-1)- | -H30mpoTmi-3-
Metwi- 1 H-upa3zosno[4,3-b jmupuann-7-aMuHa;

'H SIMP (xnopodopm-d, 400 MTI'wr) 8,25-8,23 (m, 1H), 8,17-8,15 (m, 1H), 7,19 (s, 1H), 7,02-6,99 (m, 1H),
6,89 (s, 1H), 5,19 (brs, 1H), 4,90-4,85 (m, 1H), 4,49-4,41 (m, 4H), 2,63 (s, 3H), 2,43 (s, 3H), 1,61 (d, J=6,8 'Ly,
6H), 1,40 (t, J=7,2 I'u, 3H).

LC-MS (macca/3apsn) 406,1 (MH"); tg = 1,60 Mun (cioco6 C).

Mpumep 47. 5-(2-Oroxcunmpuus-3-mi)-1-nzonponui-3-metmi-N-((5-merun-1H-nupason-3-um)meTnn)-
1H-nimpazono[4,3-b]nupunun-7-aMuH

N/
H—

TIOJIYICHHBIN W3 S5-metwi-1H-nmmpason-3-kapbanpaeruaa U S-(2-3TOKCUIMHPUANH-3-1)- 1 -H30Tponmi-3-
metwi- 1 H-upa3zosno[4,3-b [mupuann-7-aMuHa;

'H SIMP (xnopodopm-d, 400 MI'n) & 8,27-8,25 (m, 1H), 8,19-8,17 (m, 1H), 7,20 (s, 1H), 7,04-7,01 (m,
1H), 6,08 (s, 1H), 5,29 (brs, 1H), 4,94-4,87 (m, 1H), 4,51-4,46 (m, 4H), 2,65 (s, 3H), 2,35 (s, 3H), 1,63 (d, J =
6,8 I'u, 6H), 1,42 (t, ] = 7,2 T'u, 3H).

LC-MS (macca/3apsn) 406,1 (MH"); tg = 1,90 mun (crioco6 B).
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Mpumep 48.  5-(2-Ortokcunupuann-3-un)-1-stmn-3-metun-N-((1-metnn-1H-nmpazon-4-mm)merun)- 1 H-
npasono[4,3-b|nupuauH-7-aMuH

TIOJIYYCHHBIN C TIPUMEHEHUEM TaKOW ke TPOIeAyphl, Kak omucanHas nis npumepa 1, u3 (1-metwmn-1H-
upa3of-4-wi)MeTaHaMuHA | 5,7-1u0poM- 1 -3Tri-3-metwi- 1 H-nupazono[4,3-b Jrupuanna;

'H iMP (xmopodopm-d, 400 MI'n) & 8,28-8,26 (m, 1H), 8,19-8,17 (m, 1H), 7,56 (s, 1H), 7,43 (s, 1H), 7,23
(s, 1H), 7,04-7,01 (m, 1H), 4,53 (brs, 1H), 4,50-4,45 (m, 4H), 4,40 (d, J=4,8 'y, 2H), 3,92 (s, 3H), 2,63 (s, 3H),
1,47 (t,J=7,2 I'n, 3H), 1,39 (t, J=7,2 'y, 3H).

LC-MS: LC-MS (macca/3apsn) 392,1 (MH"); tg = 1,72 mun (crioco6 F).

IIpumep 49. 3-(1-H3onponmi-3-metmn-7-(((1-metwun-1H-mupazon-4-mwr)metmn)amuno)- 1 H-mupazomno[4,3-
b]mupunun-5-un)- 1 -merunmmupuaua-2(1H)-on

>?L"’ g
Bra N -B.
| N ° '?’\OK< N e

I
Y

JlerazupoBanu cMech 5-6pom-1-uzonponwmi-3-metun-N-((1-metwmn- 1 H-mupazon-4-mn)mermn)-1 H-
nupazono[4,3-b]mupunun-7-amuna (60 mr, 0,17 mMMonb), 3-6pom-1-metunmupunua-2(1H)-ona (62 wmr, 0,33
MMouIb), [1,1'-6nc(mudernndochuno)dbeppornex|mamianus(Il) muxmopuaa (24 mr, 33 mmons), CS,COs (108 wmr,
0,33 mmous) u 4,4,4',4',5,5,5',5'-okramernn-2,2'-6u(1,3,2-muokcaboponana) (84 mr, 0,33 mMmois) B Auokcane (3
MJI) B 3 pa3a mpoyBaliu ¢ ToMoIIsio N, U 3aTeM cMmech niepememuBaiy npu 100°C B Tedenne 1 4 mpu HarpeBa-
HUH C TIOMOIIBI0 MUKPOBOJIHOBOTO M3IY4YCHHUA. 3aTeM no0aBmsuin BoAy (30 MiT) B CMeCh SKCTParupOBay 3THII-
arietatoM (30 M x 3). OObeTMHEHHBIE OPTAaHNYECKHUE CJIOH IMMPOMBIBAIHM COJIEBBIM pacTBOPOM (20 MiT), BBICYIIIH-
Banu Haj Na,SO, 1 KOHIEHTpUpoBany. HeounieHHsli NpoAyKT O4MIIaIy ¢ moMolsio npenapatusHoit HPLC ¢
MOJIy4YEHUEM 3-(1-m3ompormun-3-metmi-7-(((1-metun- 1 H-mupason-4-mn)metwn)amuHo )- | H-mupazono[4,3-
b]mupunus-5-mn)- 1 -merunmmupuaua-2(1H)-oHa.

'H SIMP (xmopodopm-d, 400 MI'y) & 8,45-8,42 (m, 1H), 7,82-7,80 (m, 1H), 7,56-7,54 (m, 2H), 7,44-7,43
(m, 1H), 6,43-6,41 (m, 1H), 4,84-4,82 (m, 1H), 4,48 (s, 2H), 3,92 (s, 3H), 3,68 (s, 3H), 2,63 (s, 3H) 1,57 (d,
J=6,8 T', 6H).

LC-MS (macca/3apsan) 392,1 (MH"); tg = 1,76 mun (cioco6 B).

IIpumep 50: 5-(2-DTokcunupunu-3-ui)-1-u3onponui-3-metmin-N-((4-MeTurokcazon-2-mi)meTwn)- 1 H-
nupasono[4,3-b|mupunun-7-amMmun-2,2,2-TpudToparerar

IN\OV
N
| TN
Z~N

NH )\
A

TIOJIYICHHBI C TMPUMEHEHHEM TaKOH e TMpoIenyphl, Kak omnucaHHas Ui mpumepa 29, u3z 5-(2-
TOKCUITUPUINH-3-11)- 1 -u3onponi-3-metui- 1 H-mupazono[4,3-b jnupuann-7-aMuaa  u  4-METHIOKCA30JI-2-
KapOabaeTnua.

'H SIMP (DMSO-dg, 600 MI'u) & 8,37 (dd, J=4,9, 1,9 T'u, 1H), 8,03 (dd, J=7,5, 1,9 I'u, 1H), 7,81 (s, 1H),
7,22 (dd, J=7,5,4,9 'y, 1H), 7,11 (s, 1H), 6,64 (bds, 1H), 5,29 (p, J=6,3 I'u, 1H), 4,91 (d, J=5,6 T'u, 2H), 4,37 (q,
J=7,0 T'u, 2H), 2,54 (s, 3H), 2,03 (s, 3H), 1,50 (d, J=6,3 T'u, 6H), 1,26 (t, J=7,0 T'u, 3H).

LC-MS (macca/3apsn) 407,4 (MH"); tg = 0,52 mun (crioco6 E).
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Mpumep 51. N-((1,2-mumernn-1 H-uMunazon-4-nm)merin)-5-(2-3TOKCUTUPUANH-3 -111)- | -u30mpornmi-3-
meTwi- 1 H-mupasono[4,3-b|nupunns-7-amuna-2,2,2-Tpudropanerar

TIOJIYICHHBI C TNPUMEHEHHEM TaKOW e TMpOIenyphl, Kak omnucaHHas il mpumepa 29, u3z 5-(2-
TOKCUITUPUINH-3-11)- 1 -u3onponi-3-metui- 1 H-mupazono[4,3-b jnupuann-7-aMmuaa U 1,2-1UMeTHIMMHAIA3071-
4-kapOanbaerusa.

'H SIMP (DMSO-d,, 600 MI'm) & 8,35 (s, 1H), 8,05 (s, 1H), 7,61 (s, 1H), 7,23 - 7,17 (m, 1H), 7,09 (s, 1H),
6,66 (bds, 1H), 5,30 (m, 1H), 4,85 (m, 2H), 4,36 (q, J=7,0 I', 2H), 3,77 (s, 3H), 2,58 (s, 3H), 2,53 (s, 3H), 1,50
(d, J=6,3 T'u, 6H), 1,19 (t, J=7,0 ', 3H).

LC-MS (macca/3apsn) 420,4 (MH"); tg = 0,33 mun (crioco6 E).

ITpumep 52. 5-(2-Orokcu-3-nupuamn)- 1 -uzonponuin-3-meTnia-N-[(5-metnin-1,2,4-okcanuazon-3-
WI)MeTHI | rpa3osno[4,3-b|nupuaus-7-aMuH

MOJMYyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLEeAypbl, Kak OmMcaHHas aias npumepa 29, u3z 5-(2-
STOKCUITUPUANH-3-11)- | -u3onpommi-3-metii- 1 H-nupazono[4,3-bnupuaun-7-amuna u 5-metun-1,2,4-
OKcaana3oi-3-kapoanbaeruia.

'H SIMP (xsopodopm-d, 400 MTI') & 8,27-8,25 (m, 1H), 8,19-8,18 (m ,1H), 7,23 (s, 1H), 7,04-7,01 (m,
1H), 5,23 (brs, 1H), 4,94-4,91 (m, 1H), 4,63 (d, J=5,2 I'u, 2H), 4,52-4,47 (m, 2H), 2,65 (s, 3H), 2,64 (s, 3H),
1,66 (d, J=6,4 ', 6H), 1,44 (t, J=6,8 I'y, 3H).

LC-MS (macca/3apsin) 408,4 (MH"); tg = 0,49 mun (crioco6 E).

Ipumep 53.  5-(2-Ortokcu-3-mupuawn)- 1 -uzonponmi-3-metmwin-N-(1,2,4-okcaanazor-3-uaMe T ) Tipa-
30510[4,3-b]mupuauH-7-aMuH

P

N
o/}

MOJMYyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLEeAypbl, Kak ONMcaHHas aiasd npumepa 29, u3z 5-(2-
TOKCUMTUPUINH-3-11)- 1 -u3onponi-3-metui- 1 H-mupazono[4,3-b jnupuann-7-amuaa  u  1,2,4-okcannason-3-
KapOabaeTnua.

'H IMP (xnopodopm-d, 400 MI'm) & 8,78 (s, 1H), 8,27-8,25 (m, 1H), 8,19-8,17 (m, 1H), 7,25 (s, 1H),
7,04-7,01 (m, 1H), 5,25 (brs, 1H), 4,96-4,90 (m, 1H), 4,74 (d, J=4,4 I'u, 2H), 4,52-4,47 (m, 2H), 2,65 (s, 3H),
1,66 (d, J=6,4 I'n, 6H), 1,43 (t, J=7,2 I'y, 3H).

LC-MS (macca/3apsin) 394,4 (MH"); tg = 0,47 mun (crioco6 E).

Ipumep 54.  N-[(1,5-mumeTrnmupa3on-3-mwn)MeTHI|-5-(2-3TOKCH-3 - UAHN )- | -H30MPOTTHII-3 -METHII-
npasosno[4,3-b|nupuauH-7-aMuH
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TIOJIYICHHBI C TMPUMEHEHHEM TaKOH e TMpOoIenyphl, Kak omucaHHas Uil mpumepa 29, u3z 5-(2-
TOKCUTTUPUINH-3-11)- 1 -u3onponwi-3-metui- 1 H-mupazono[4,3-b jnupuann-7-amuna u 1,5-nuMetnnmupason-3-
KapOabaeTua.

'H SIMP (x1opoopm-d, 400 MI'm) & 8,26 (dd, J = 2,0, 7,6 ', 1H), 8,18 (dd, J = 2,0, 8,4 T'u, 1H), 7,18 (s,
1H), 7,03 (dd, J=5,2, 7,6 T'n, 1H), 6,03 (s, 1H), 5,29 (brs, 1H), 4,95-4,88 (m, 1H), 4,51-4,44 (m, 4H), 3,79 (s,
3H), 2,65 (s, 3H), 2,29 (s, 3H), 1,64 (d, J=6,8 I';, 6H), 1,42 (t, J=7,6 I'n, 3H).

LC-MS (macca/3apsn) 420,4 (MH"); tg = 0,53 mun (crioco6 E).

ITpumep 55. 5-(2-Otokcu-3-nupuaun)- 1 -u3zonponun-3-metun-N-[(5-metun-1H-1,2 4-tpuazon-3-
WI)MeTHI | ipa3osno[4,3-b|nupuaus-7-aMuH

TIOJIYICHHBI C TPUMEHEHHEM TaKOH e TMpOoIenyphl, Kak omucaHHas Uil mpumepa 29, u3z 5-(2-
TOKCUITUPUINH-3-11)- 1 -uzonponwi-3-metuin- 1 H-mupazono[4,3-b jnupuann-7-amuaa  u S-metwn-1H-1,2,4-
TpHa30JI-3-Kapoanpaerua.

'H SIMP (xnopodopm-d, 400 MI'm) § 8,23 (dd, J=2,0, 7,6 T'u, 1H), 8,17 (dd, J=2,0, 5,2 'y, 1H), 7,19 (s,
1H), 7,01 (dd, J=5,2, 7,6 T'u, 1H), 5,70 (brs, 1H), 5,00 (brs, 1H), 4,61 (br s, 2H), 4,48 (q, J=7,2 I'u, 2H), 2,64 (s,
3H), 2,48 (s, 3H), 1,65 (d, J=6,4 T', 6H), 1,43 (t, J=7,2 'y, 3H).

LC-MS (macca/3apsin) 407,1 (MH"); tg = 1,86 mun (cioco6 C).

[Tpumep 56. 5-(2-Orokcn-3-mupuann)- 1 -m3onpormmn-N-[ (1-meTuin-1,2,4-Tprazon-3-wi)Me T |upa-
30710[4,3-b|nupunuH-7-aMuH

MOJMYyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLEeAypbl, Kak ONMcaHHas aias npumepa 29, u3z 5-(2-
STOKCUNUPUANH-3-1i)- 1 -u3onpommi- 1 H-nmupazono[4,3-b]mupunun-7-amnHa u 1-metun-1,2,4-tpuaszon-3-
KapOabaeTua.

'H iMP (xmopodopm-d, 400 MI'n) o 8,24-8,17 (m, 3H), 8,06 (s, 1H), 7,23 (s, 1H), 7,04-7,01 (m, 1H), 5,61
(brs, 1H), 5,08 - 5,01 (m, 1H), 4,60 (d, J=4,4 I'y, 2H), 4,50 (q, J=7,2 T'u, 2H), 3,95 (s, 3H), 1,70 (d, J=6,4 I'L,
6H), 1,46 (t,J=7,2 I'u, 3H).

LC-MS (macca/3apsin) 393,4 (MH"); tg = 0,41 mun (cioco6 E).

[Tpumep 57. 5-(2-Orokeun-3-mupunmn)- 1 -m3onporun-N-( 1 H-mupazon-3-unmernn)mupasono[4,3-
b nupuann-7-amMuH
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N?

MOJMYyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLEeAypbl, Kak ONHMcaHHas aiasd npumepa 29, u3z 5-(2-
STOKCUNUPUANH-3-1i)- 1 -u3onpormi- 1 H-nupazono[4,3-bmupunun-7-amuHa u 1 H-nimpason-3-kapoansaerua.

'H SIMP (xopodopm-d, 400 MI'u) & 8,23 - 8,17 (m, 3H), 7,61 (d, J=2,4 I'n, 1H), 7,22 (s, 1H), 7,04-7,01
(m, 1H), 6,38 (d, J=2,4 T'n, 1H), 5,46 (brs, 1H), 5,02 - 4,95 (m, 1H), 4,59 (d, J=4,4 T'n, 2H), 4,49 (q, J=7,2 I'Ly,
2H), 1,67 (d, J=6,8 I', 6H), 1,43 (t, J=7,2 I'n, 3H).

LC-MS (macca/3apsn) 378,3 (MH"); tg = 0,43 mun (crioco6 E).

[Mpumep 58. 5-(2-Orokcunupunus-3-wmn)- 1 -u3onponuin-3-metnia-N-((1-metnn- 1 H-umunazon-4-wmm)MeTnin)-
1H-nupazoino[4,3-b]mupunun-7-amuH-2,2,2-Tpud Toparerar

|N\ ONG
NN
| T ™
<N
NH )\
&,
n—

MOJyYEHHBIH ¢ IPUMEHEHUEM TaKOM e MpOoLEeAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
n3onpornmi-3-metui- 1 H-mupaszono[4,3-b|nupuanna u (1-metmn-1H-nmunazon-4-un)meraHaMuHa.

'H IMP (DMSO-dg, 600 MI'm) & 8,99 (s, 1H), 8,55 (bds, 1H), 8,39 (dd, J=5,0, 1,9 I'u, 1H), 8,02 (dd,
J=7,4,19 I'y, 1H), 7,67 (s, 1H), 7,23 (dd, J=7,4, 5,0 I'u, 1H), 7,04 (s, 1H), 5,29 (p, J=6,4 I'u, 1H), 4,91 (d, J=5,8
I'u, 2H), 4,36 (t, J = 7,0 I'y, 2H), 3,82 (s, 3H), 2,55 (s, 3H), 1,51 (d, J=6,4 I'y, 6H), 1,21 (t, J=7,0 ', 3H).

LC-MS (macca/3apsin) 406,4 (MH"); tg = 0,34 Mun (cnioco6 E).

Ipumep 59.  5-(2-3Tokcu-3-mupuawn)- 1 -uzonponmi-3-metmwin-N-(1,3,4-okcannazor-2-uaMe T ) Tipa-

30510[4,3-b]mupuauH-7-aMuH

MOJyYEHHBIH ¢ IPUMEHEHUEM TaKOM ke MpOoLEeAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
n3onpormi-3-meti-1 H-mupazono[4,3-b|uupuauna u (1,3,4-okcagnazon-2-mwi)MeTaHaMUHA THAPOOpPOMHUIA.

'H SIMP (xsopodopm-d, 400 M) & 8,42-8,37 (m, 2H), 8,24-8,22 (m, 1H), 7,88 (s, 1H), 7,10-7,08 (m,
2H), 4,86-4,79 (m, 1H), 4,52 (d, J=7,2 I'n, 2H), 4,33 (s, 2H), 2,71 (s, 3H), 1,55 (d, J=6,8 T'u, 6H), 1,45 (t, J=7,2
I', 3H).

LC-MS (macca/3apsn) 394,3 (MH"); tg = 0,61 mun (cioco6 E).

Ipumep 60. 5-(2-Otokcu-3-mupuawn)- 1 -uzonponwi-3-mMeTin-N-[ (1 -MeTHIUpa3o-3 -1 MeTHII |Tupa-
30110[4,3-b]mupuauH-7-aMuH

MOJyYEHHBIH ¢ IMPUMEHEHUEM TaKOM e MpOoLEeAypbl, KaK OMUCAHHAs i mpumMepa 1, u3 5,7-auxiop-1-
n3onpormmi-3-metii- 1 H-nupaszono[4,3-b|uupuanna u (1-metnn-1H-mpa3zon-3-um)MeranamMuHa;
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'H SIMP (xnopodopm-d, 400 MI'my) & 8,27-8,25 (m, 1H), 8,18-8,17 (m, 1H), 7,37 (d, ] = 2,0 I'n;, 1H), 7,20
(s, 1H), 7,04-7,01 (m, 1H), 6,26 (d, J=2,0 I'u, 1H), 5,25 (brs, 1H), 4,95-4,88 (m, 1H), 4,51-4,46 (m, 4H), 3,93 (s,
3H), 2,65 (s, 3H), 1,64 (d, J=6,4 I';, 6H), 1,42 (t,J = 6,8 'y, 3H).

LC-MS (macca/3apsn) 406,4 (MH"); tg = 0,50 mun (crioco6 E).

IIpumep 61. 5-(1,3-Iumermnmupa3zon-4-wn)- 1 -u3onponui-3-metun-N-[(1-MeTrimupa3on-4-muin)MeThI | T1-
pazoino[4,3-bmupuanH-7-aMuH

N—N
/

TIOJYYEHHBIH C NPUMEHEHHEM TakKoW ke TPOLeNyphl, Kak ONWCaHHas I mpumepa 1, m3 S-xjop-1-
n3onpormi-3-metui-N-[(1-meTunnupazon-4-mn)merun|mupasono[4,3-bmupunun-7-amuaa u  1,3-numernn-4-
(4,4,5,5-tetpameruin-1,3,2-quokcabopoan-2-1ui)mupa3oa.

'H SIMP (xsopodopm-d, 400 MI'n): & 7,75 (s, 1H), 7,55 (s, 1H), 7,40 (s, 1H), 6,56 (s, 1H), 4,74-4,67 (m,
1H), 4,54 (brs, 1H), 4,37 (d, J = 4,8 I'y, 2H), 3,92 (s, 3H), 3,87 (s, 3H), 2,60 (s, 3H), 2,50 (s, 3H), 1,56 (d, J = 6,4
I'm, 6H).

LC-MS (macca/3apsin) 379,4 (MH"); tg = 0,38 mun (crioco6 E).

IMpumep 62. 1-M3onponwi-5-(2-MeToKCH-3-TupuIiI)-3-MeTI-N-[ (1 -MeTHIpa3on-4-ui)MeTHI |Tupa-
30510[4,3-b]mupuauH-7-aMuH

MIOJyYCHHBI C MPUMEHEHHEM TaKOH jke MIpOoIexyphl, KaK ONMWCaHHas i mpumepa 1, m3 S-xmop-1-
n3onponui-3-Metui-N-[(1-meTunmupaszon-4-wn)Mmetwn |mupa3ono[4,3-bmupunuH-7-amuaa u  (2-METOKCH-3-
MTUPHTAIT)OOPOHOBOM KHUCITOTBI.

'H SIMP (xopodopm-d, 400 MI'n) & 8,21 - 8,17 (m, 2H), 7,57 (s, 1H), 7,45 (s, 1H), 7,08 - 7,04 (m, 2H),
4,79 - 4,73 (m, 1H), 4,57 (brs, 1H), 4,39 (d, J = 4,8 'y, 2H), 3,99 (s, 3H), 3,93 (s, 3H), 2,64 (s, 3H), 1,59 (d,
J=6,4I'n, 6H).

LC-MS (macca/3apsin) 392,4 (MH"); tg = 0,43 mun (crioco6 E).

[pumep 63. 1-U3onpommi-5-(2-merokcudennn)-3-metmn-N-[(1-MeTmimupaszon-4-wi)MeTHI | THPa30IIo
[4,3-bmupuaun-7-aMuH

MOJYYEHHBI C MPUMEHEHHEM TakKoW ke TPOLeNypbl, Kak ONMWCaHHas s mpumepa 1, u3 S-xjop-1-
n3onponui-3-Metuia-N-[(1-meTunmupazon-4-wn)Metwi |mupazono[4,3-bmupunuH-7-amuaa U (2-METOKCH-
(heHnT1)00pOHOBOM KHUCITOTHI.

'H SIMP (xnopodopm-d, 400 M) & 7,74 (dd, J = 1,8, 7,4 T', 1H), 7,56 (s, 1H), 7,43 (s, 1H), 7,40 - 7,31
(m, 1H), 7,13 - 7,05 (m, 1H), 7,00 (d, J = 8,0 I'm, 1H), 6,94 (s, 1H), 4,82 -4,72 (m, 1H), 4,53 (brs, 1H), 4,36 (d,
J=4,8 T'u, 2H), 3,92 (s, 3H), 3,82 (s, 3H), 2,65 (s, 3H), 1,59 (d, ] = 6,8 I';, 6H).

LC-MS (macca/3apsn) 391,1 (MH"); tg = 0,47 mun (crioco6 E).
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[pumep 64. 1-M3onpomnmi-3-metnin-N-[(1-metnnnupaszon-4-mwn)meTni|-5-penunmnupasono[4,3-bmupu-
JIMH-7-aMUH

N
| N
<N
2/7
N—N
/

MOJTyYEHHBIH C NPUMEHEHHEM TaKOW K€ TPOLENyphl, Kak ONWCAaHHas I mpumepa 1, m3 5-xjop-1-
n3onpormi-3-metui-N-[(1-meTunnupazon-4-mn)merun | mupasoino[4,3-b Jnupunun-7-aMuHa 1 (GEHUIOOPOHOBOM
KHCJIOTBHI.

'H SIMP (xnopodopm-d, 400 MI') & 8,00 - 7,99 (m, 2H), 7,58 (s, 1H), 7,49 - 7,43 (m, 3H), 7,41 - 7,37 (m,
1H), 6,88 (s, 1H), 4,79 - 4,69 (m, 1H), 4,56 (brs, 1H), 4,43 (d, J =4,8 I'y, 2H), 3,93 (s, 3H), 2,67 (s, 3H), 1,59 (d,
J=6,4Tn, 6H).

LC-MS (macca/3apsn) 361,3 (MH"); tg = 0,45 mun (crioco6 E).

pumep 65. 1-M3onponmin-3-metnn-N-[(1-mMeTrnnupazon-4-min)MeTi]-5-(2-MeTniI-3-THeHIIT) TUPa30JI0
[4,3-b]mupunuH-7-aMuH

= N
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TIOJYYEHHBIH C NPUMEHEHHEM TakoW ke TPOLeNyphl, Kak ONWCcaHHas mias mpumepa 1, m3 S-xjop-1-
n3onpormi-3-meTui-N-[(1-mMeTunnupazon-4-mn)merun | mupazosno[4,3-b mupunun-7-aMuHa u 4,4,5,5-
TeTpaMeTHiI-2-(2-MeTni-3-TueHun)- 1,3,2-nmnokcaboposana.

'H SIMP (xnopodopm-d, 400 MI'my) 8 7,55 (s, 1H), 7,40 (s, 1H), 7,26 (d, JJJ = 4,8 T'n, 1H), 7,08 (d, JJJ =
5,2 T'n, 1H), 6,60 (brs, 1H), 4,77-4,72 (m, 1H), 4,57 (brs, 1H), 4,36 (d, J = 4,4 I'u, 2H), 3,92 (s, 3H), 2,66 (s,
3H), 2,62 (s, 3H), 1,58 (d, J = 6,4 I'u, 6H).

LC-MS (macca/3apsin) 381,0 (MH"); tg = 2,06 MuH (crioco6 F).

IIpumep 66. 5-(1,5-Tumernnmupa3zon-4-wn)-1-n3onponui-3-metun-N-[(1-MeTrHmupa3on-4-muin)Me T | T1-
pazoino[4,3-bmupuanH-7-aMuH

N

N—N

MOJTyYEHHBIH C NPUMEHEHHEM TaKOW K€ TPOLENypbhl, Kak ONWCAaHHas I mpumepa 1, m3 5-xjop-1-
n3onponui-3-Metuia-N-[(1-meTunmupaszon-4-wn)Metwn |mupazono[4,3-bmupunua-7-amuaa u  1,5-qumeTwn-4-
(4,4,5,5-tetpameruin-1,3,2-quokcaboporan-2-ui)mupa3oa.

'H SIMP (DMSO-dg, 400 MI'ny) & 7,74 (s, 1H), 7,64 (s, 1H), 7,44 (s, 1H), 6,57 (brs, 1H), 6,57 (s, 1H), 5,13-
5,07 (m, 1H), 4,38 (d, J = 5,2 I'y, 2H), 3,76 (s, 3H), 3,75 (s, 3H), 2,56 (s, 3H), 2,41 (s, 3H), 1,42 (d, J = 6,4 I'Ly,
6H).

LC-MS (macca/3apsn) 379,4 (MH"); tg = 0,38 mun (crioco6 E).

IMpumep 67. 5-(2-Orokcn-3-nupuann)-3-metui-1-[ 1-metnnmpornmn]-N-[(1-MeTuanupazon-3-mir)MeTu]
npasono[4,3-b|nupuauH-7-aMuH, SHAaHTHOMED 2
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TIOJTYYSHHBIH ¢ IPUMEHEHUEM TaKOH Jke MPOLEeypHl, KaK ONMcaHHas Jusl npuMepa 1, u3l-(Brop-0yTui)-5-
(2-sToKcummpuanH-3-mn)-3-metwi- 1 H-nupaszono[4,3-bnupunun-7-amuna,  dSHaHTHOMepa 2,  (2-3TOKcH-3-
MUPHIHIT)00pOHOBOM KHCIOTHI U (1-MeTmi-1H-nupason-3-mn)meranaMuHa.

'H SIMP (xnopodopm-d, 400 MI'm) & 8,27 (dd, J = 1,6, 7,2 T'u, 1H), 8,17 (dd, J = 1,6, 4,8 I'n;, 1H), 7,37 (d,
J=2,0TIn, 1H), 7,21 (s, 1H), 7,02 (dd, J = 4.8, 7,6 ', 1H), 6,25 (d, J = 2,0 T'u, 1H), 5,24 (brs, 1H), 4,65 - 4,60
(m, 1H), 4,51 - 4,46 (m, 4H), 3,92 (s, 3H), 2,65 (s, 3H), 2,22 - 2,15 (m, 1H), 1,92 - 1,85 (m, 1H), 1,62 (d,J = 6,4
I'y, 3H), 1,43 (t, ] = 6,8 I'y, 3H), 0,92 (t, J = 7,6 T'm, 3H).

LC-MS (macca/3apsin) 420,1 (MH"); tg = 1,87 (crocob A).

[Tpumep 68. 3-Metwi-1-[ I -metunmpornmin |-N-[ (2-MeTHATe Tpa3on-5-mi)Me T |-5-(2-nponokcu-3-
TMUPHUIAIT)TAPa30Jio[4,3-bmupunnH-7-aMyuH, SHAHTHOMED 2
S
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TIOJIYYSHHBIH C TPUMEHEHHEM TaKO! ke MPOoIeyphl, Kak ONMcaHHas it npumepa 1, u3 1-(Brop-0yTni)-5-
(2-sToKcummpuanH-3-nn)-3-metwi- 1 H-nupaszono[4,3-bnupunun-7-amuna, sHaHTHOMepa 2 W (2-mertmn-2H-
TETpa3oJ-5-uia)MeTaHaMUHA.

'H SIMP (xnopodopm-d, 400 MI') & 8,27 (dd, J=7,50, 1,98 T, 1H), 8,19 (dd, J = 5,07, 1,98 I';, 1H), 7,25
(s, 1H), 7,03 (dd, J= 7,39, 4,96 I'n, 1H), 5,29 (s, 1H), 4,78 (d, J= 5,07 'y, 2H), 4,61 - 4,68 (m, 1H), 4,37 - 4,41
(m, 5H), 2,66 (s, 3H), 2,18 (s, 1H), 1,80 - 1,96 (m, 3H), 1,65 (d, J = 6,62 ', 3H), 1,06 (t, ] = 7,39 ', 3H), 0,92
(t,J=17,39 I'n, 3H).

LC-MS (macca/3apsin) 436,1 (MH"); tg = 1,97 (criocob A).

IIpumep 69. 5-(2-Ot1okcu-3-mupuamn)-1-[ 1-metunnponi]-N-[( 1 -MeTHImupa3o-4-ui)MEeTHI | THPa30JI0
[4,3-b]mupunuH-7-aMmuH, SHAaHTHOMED |

TIOJIYYCHHBIN ¢ MPUMEHEHNEM TaKOH e TPOIIeIyphl, KaKk OMUCaHHas sl mpumepa 1, u3 1-(BTop-OyTim)-5-
(2-s>Toxcummupuann-3-un)- 1 H-upazono[4,3-b Jnupuann-7-amuHa, sHaHTHOMEpa 1, (2-3TOKCH-3-TIMPUIIIT)00PO-
HOBOM KHCTOTHI ¥ (1-MeTnin-1H-nmpason-4-un)MeraHaMuHa.

'H SIMP (xnopoopm-d, 400 MI') & 8,18-8,14 (m, 2H), 8,11 (s, 1H), 7,59 (s, 1H), 7,40 (s, 1H), 7,11-7,07
(m, 2H), 6,73-6,72 (m, 1H), 5,01-4,96 (m, 1H), 4,39-4,33 (m, 4H), 3,77 (s, 3H), 2,00-1,97 (m, 1H), 1,81-1,79
(m, 1H), 1,49 (d, J = 6,8 'y, 3H), 1,25 (t,J = 6,8 'y, 3H), 0,73 (t,J = 7,2 ', 3H).

SFC-MS: tg = 4,72 muH, ee% = 97,51.

LC-MS (macca/3apsn) 406,1 (MH"); tg = 2,09 (crocob A).

Mpumep 70. 5-(2-Orokcn-3-nupuann)-1-[1-merunnponuin]-N-[(1-MeTmmupaszon-4-mi)MEeTHI | TIPa30IIo
[4,3-bmupuaun-7-aMuH, JHAHTHOMED 2
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TIOJIYYSHHBIH C TPUMEHEHHEM TaKO! ke MPOoIeyphl, Kak oNrcaHHas it npumepa 1, u3 1-(Brop-0yTni)-5-
(2-sToxcummpuanH-3-mn)-1H-mpazono[4,3-b]nupuanH-7-amuHa, sHaHTHOMEpa 2, (2-3TOKCH-3-ITHPHIIIT)00pO-
HOBOM KHCTOTHI ¥ (1-MeTnn-1H-nmpason-4-un)MeraHaMuHa.

'H IMP (xnopodopm-d, 400 MI'm) & 8,17-8,14 (m, 2H), 8,11 (s, 1H), 7,59 (s, 1H), 7,40 (s, 1H), 7,11-7,06
(m, 2H), 6,74-6,71 (m, 1H), 5,01-4,97 (m, 1H), 4,39-4,33 (m, 4H), 3,77 (s, 3H), 2,00-1,95 (m, 1H), 1,82-1,77
(m, 1H), 1,49 (d, J = 6,4 I'y, 3H), 1,25 (t, ] = 6,8 I';, 3H), 0,73 (t,J = 7,2 'y, 3H).

SFC-MS: tg = 4,48 MuH, ee% = 95,47. LC-MS (macca/3apsn) 406,1 (MH"); tg = 2,01 (croco6 A).

Ipumep 71. 5-(2-Otokcu-3-mupuanin)- 1 -uzonponwn-N-[ (4-MeTHITHA30I-5-1T)MeTHIT |Tupa3ono[4,3-b]
MUPUIUH-7-aMUH

N=\
R[S

Ny
N,
l ~Z /N

D@
N o™

TIOJYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MpOLEAypHl, KaKk OmMcaHHas [yl npumepa 1, uz 5,7-nubpom-1-
uzonpomwi-1 H-iupazono[4,3-b]mupunHa, 2-3T0KCcH-3-(4,4,5,5-TeTrpameri-1,3,2-muokcaboponan-2-
WI)IUPUANHA U (4-METHITHA30JI-5-1IT)MEeTaHAMUHA TUTUAPOXIOPUAA.

'H SIMP (DMSO-d, 600 MI'r) & 8,84 (s, 1H), 8,17 (dd, J = 4.9, 1,9 ', 1H), 8,14-8,08 (m, 2H), 7,07 (dd,
J=7,3, 4,7 I'y, 2H), 7,02 (s, 1H), 5,26 (hept, J = 6,4 I'n;, 1H), 4,67 (d, J = 5,3 I'u, 2H), 4,34 (q, J = 7,0 'y, 2H),
2,44 (s, 3H), 1,50 (d, J =6,3 I'y, 6H), 1,21 (t, ] = 7,0 I'm, 3H).

LC-MS (macca/3apsin) 409,5 (MH"); tg = 0,51 (crioco6 D).

Ipumep 72. 5-[[5-(2-DToKcH-3-TUpUARIN)- | -U30MPOTIHII-3 -METHIITUPa30J10[4,3-b [ mupuanH-7-1i1 | OKCH-
METHI|-2-METUIIOKCA30]1

N=(
NGO

¢

e
N

|\ N/ /

N o

TIOJYYCHHBIH ¢ IPUMEHEHNEM TaKOW e MpOLEAypHl, KaKk OmnucaHHas [yl npumepa 1, uz 5,7-nubpom-1-
n3onpormi-1H-mupazono[4,3-b]mupununa, 2-stokcu-3-(4,4,5,5-terpamerni-1,3,2-nquokcaboponad-2-mi)nupu-
JIMHA U (2-METHIIOKCA30J1-5-1I)METaHoIa.

'H SIMP (DMSO-dg, 600 MI') & 8,24 (dd, J =4,9, 2,0 T'u, 1H), 8,18 (dd, J = 7,3, 2,0 I'u, 1H), 7,65 (s, 1H),
7,28 (s, 1H), 7,14 (dd, ] = 7,4, 4,9 I', 1H), 5,45 (s, 2H), 5,11 (hept, J = 6,7 I'y, 1H), 4,45 (q, J = 7,0 'y, 2H),
2,51 (s, 3H), 2,43 (s, 3H), 1,44 (d, J = 6,6 T'y, 6H), 1,36 (t, J = 7,0 I'y, 3H).

LC-MS (macca/3apsn) 408,6 (MH"); tg = 0,64 (crioco6 D).
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Mpumep 73. 5-(2-Orokcu-3-nupuaun)- 1 -u3onpomnui-3-mMeTiiI-N-(THpUMUIUH-4-HIIMETHIT ) Tipa3oio[4,3-
b nupuauH-7-aMuH

MOJy4EHHBIH ¢ IPUMEHEHUEM TaKOHM e MpOoLELypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
M30MPONII-3-MeTHIIpasono[4,3-bnupuanna, (2-3TOKCH-3-TUPHINIT)OOPOHOBON KHUCIOTHI W MUPUMHIAH-4-
WIMETaHaMUHA.

'H SIMP (400 MT'ui, xopodopm-d) 8 9,28 (s, 1H), 8,76 (d, ] = 5,3 I'n, 1H), 8,27 (brd, J = 7,5 T'n, 1H), 8,19
(brd, J = 3,3 I'u, 1H), 7,45 (brs, 1H), 7,11 (s, 1H), 7,04 (dd, J = 5,0, 6,9 I'y, 1H), 6,30 (weak br s, 1H), 5,11 (m,
1H), 4,68 (m, 2H), 4,46 (q, J = 7,1 T'n, 2H), 2,68 (s, 3H), 1,72 (d, J = 6,6 ', 6H), 1,39 (t,J =7,1 'y, 3H).

LC-MS (macca/3apsin) 404,1 (MH"); tg = 1,89 (crioco6 C).

IIpumep 74. 5-(2-Oroxcu-3-mupuamn)- 1 -uzonponii-3-mMmeTria-N-(MTUpUMHATUH-2 -HIIMETHI ) Tpa3oiio[4,3-
b nupuauH-7-aMuH

TIOJIYICHHBIN C PUMEHEHUEM TaKOW e MpOIEeAYyphl, KaK OmMucaHHas s npumepa 1, u3 5,7-muxmop-1-
M30MPONII-3-MeTHIIpasono[4,3-bnupuanna, (2-3TOKCH-3-MTUPHIAIT)OOPOHOBON KHUCIOTHI W MUPUMHIAH-2-
WIIMETaHAMHUHA.

'H IMP (xopodopm-d, 400 MI'm) & 8,83 (d, J=4,8 I'n, 2H), 8,28 (dd, J=2,0, 7,2 I'n, 1H), 8,19 (dd, J=2,0,
4,8 Tu, 1H), 7,34-7,31 (m, 1H), 7,19 (s, 1H), 7,03 (dd, J=5,2, 7,6 T'u, 1H), 6,45 (brs, 1H), 5,17-5,10 (m, 1H),
4,74 (d, J=4,0 I'y, 2H), 4,50 (q, J=6,8 ', 2H), 2,67 (s, 3H), 1,72 (d, J=6,4 I'y, 6H), 1,46 (t, J=6,8 I'ry, 3H).

LC-MS (macca/3apsn) 404 (MH"); tg = 2,20 (croco6 B).

[Mpumep 75. 5-(2-Otokcu-3-nupuamn)- 1 -u3onponuin-3-mMmeTHiI-N-[ (4-MeTHITUPUMHIMH-2 -AIT)METHII | THpa-
30710[4,3-b|nupunuH-7-aMuH

7
X
L
NZ N
)\)I
TIOJIYICHHBIN C PUMEHEHUEM TaKOW e MpOIeAYyphl, KaK omucaHHas Juia npumepa 1, u3 5,7-muxmop-1-
n30nponmI-3-MeTuinupasono[4,3-bnupuanna, (2-3TOKcH-3-ApUANI)00POHOBONH  KHUCIOTHI U (4-METHII-
MUPUMHUTUH-2 -1 )METaHAMUHA.
'H SIMP (xopodhopm-d, 400 MTI') & 8,65 (d, J=5,2 T', 1H), 8,25 (dd, J=2,0, 7,2 T', 1H), 8,18 (dd, J=2,0,
5,2 T'u, 1H), 7,18-7,15 (m, 2H), 7,03 (dd, J=5,2, 7,2 T'u, 1H), 6,57 (brs, 1H), 5,21-5,15 (m, 1H), 4,68 (d, J=4,0
I'u, 2H), 4,50 (q, J=7,2 T'u, 2H), 2,67 (s, 3H), 2,61 (s, 3H), 1,73 (d, J=6,4 T'n, 6H), 1,46 (t, J=7,2 'y, 3H).
LC-MS (macca/3apsn) 418,1 (MH"); tg = 2,2 (croco6 C).

Mpumep 76.  5-(2-Oroxcu-3-nmpuani)-1-n3onponui-3-metui-N-(upa3uH-2 -HIMETHI ) Tipa3oio[4,3-
b nupuaun-7-aMuH

.~
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N%
N

MOJyYEHHBIH ¢ IPUMEHEHUEM TaKOHM e MpOoLEeAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
u3oIponmiI-3-mMermwinupasono[4,3-blnupuanna, (2-3TOKCH-3-IMPHUAMI)OOPOHOBOI KHCJIOTBI M NHpasHH-2-
WIMETaHaAMUHA.

'H SIMP (xopodopm-d, 400 MI'm) & 8,73 (d, J=1,6 I'n, 1H), 8,63 (dd, J=2,4, 1,6 I'n, 1H), 8,59 (d, J=2.4
I'u, 1H), 8,26 (dd, J=2, 7,6 T'u, 1H), 8,18 (dd, J=2, 4,8 I'y, 1H), 7,18 (s, 1H),7,05-7,02 (m, 1H), 6,10 (brs, 1H),
5,06-5,03 (m, 1H), 4,7 (d, J=4,0 I'u, 2H), 4,48 (q, J = 7,2 I'y, 2H), 2,67 (s, 3H), 1,69 (d, ] = 6,4 T', 6H), 1,42 (t,
J=17,2Tn, 3H).

LC-MS (macca/3apsin) 404,1 (MH"); tg = 2,19 (cnioco6 B).

I[Ipumep 77. 5-(2-Ot1okcu-3-mmupuamn)- 1 -u3onponmi-3-mMeTiiI-N-[ [ 2-(TpudTopMeTHII )-3 -TIHPU AV [METHII |
nupasofo[4,3-b]mupunuH-7-aMuH

MOJy4EHHBIH ¢ IPUMEHEHUEM TaKOM e MpOoLEeAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
u3omponmiI-3-mMeruianupasoino[4,3-blmupuanHa, (2-3TOKCH-3-MPUANIT)OOPOHOBOI KuCIOTHI U (2-(TpUdTOp-
METWI)THPUANH-3-WI)METaHAMHUHA.

'H IMP (xsopodopm-d, 400 MI'u) & 8,67-8,66 (m, 1H), 8,26-8,23 (m, 1H), 8,16-8,13 (m, 1H), 7,99-7,98
(m, 1H), 7,52-7,49 (m, 1H), 7,06 (s, 1H), 7,02-6,99 (m, 1H), 4,94-4,87 (m, 4H), 4,34-4,29 (m, 2H), 2,66 (s, 3H),
1,66 (d, J=6,4 I'n, 6H), 1,17 (t, J=7,2 'y, 3H).

LC-MS (macca/3apsin) 471 (MH'); tg = 2,1 (crocob A).

[Tpumep 78. 4-[[[5-(2-OTokcu-3-puawn)- 1 -uzonponui-3-mMetuiamupasono[4,3-b jrupuaua-7 -
WJI|aMUHO |METHI |- | -MEe T PUINH-2-0H

TIOJIYICHHBIN C MPUMEHEHHEM TaKOW e MpPOIeAyphl, KaK OmMucaHHas s npumepa 1, u3 5,7-muxmop-1-
M30MPONIII-3-MeTHIHpasono[4,3-b Jnupuanna, (2-3ToOKCH-3-MUPHINAT)00POHOBON KUCIOTH B 4-(aMUHOMETHI)-
I-metunnupuanna-2(1H)-ona.

'H SIMP (x1opodopm-d, 400 MTI') & 8,23 (dd, J=1,6, 5,6 I'ni, 1H), 8,16 (dd, J=2.0, 5,2 T'n, 1H), 7,29 (d,
J=6,8 T'u, 1H), 7,04-7,01 (m, 2H), 6,61 (s, 1H), 6,21 (d, J=6,8 ', 1H), 4,89 (m, 1H), 4,44-4,39 (m, 4H), 3,54 (s,
3H), 2,65 (s, 3H), 1,66 (d, J=6,4 I';, 6H), 1,33 (t,J = 7,2 'y, 3H).

LC-MS (macca/3apsn) 433,1 (MH"); tg = 1,88 (cnoco6 B).
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ITpumep 79. 5-(2-(OtnnamuHO )IUpHUIMH-3-1)- 1 -u30nponui-3-metmin-N-(( 1 -metmn- 1 H-mupaszon-4-
win)metwn)- 1 H-mupazono[4,3-b]mupunun-7-aMuH

TIOJIYICHHBI ¢ NMPUMEHEHWEM TaKOW e TMpOIenyphbl, Kak OMHMCAHHAs Ui mpumepa 1, u3 S5-Opom-1-
n3onponui-3-metui-N-((1-meTwn- 1 H-mupazon-4-win)metwn)- 1 H-mupazomno[4,3-b]mupunna-7-amuHa U N-3THIT-
3-(4,4,5,5-rerpamern-1,3,2-mnokcabopoiaan-2 -l ) TUPUINH-2-aMHHA.

'H SIMP (xopopopm-d, 600 MI'w) § 9,34 - 9,27 (m, 1H), 8,16 (dd, J=4.,9, 1,8 ', 1H), 7,77 (dd, J=7.6, 1,8
I'm, 1H), 7,57 (s, 1H), 7,42 (s, 1H), 6,80 (s, 1H), 6,58 (dd, J=7,5, 4,9 I', 1H), 4,72 (hept, J=6,6 ', 1H), 4,57 (t,
J=5,0 T'm, 1H), 4,41 (d, J=4,7 'y, 2H), 3,93 (s, 3H), 3,57 (qd, J=7,2, 4,6 I'y, 2H), 2,61 (s, 3H), 1,59 (d, J=6,5 I'my,
6H), 1,37 (t, J=7,2 'y, 3H).

LC-MS (macca/3apsn) 405,6 (MH"); tg = 0,45 mun (cioco6 D).

ITpumep 81. 5-(2-Oroken-3-nupuun)- 1 -usonponmi-N-[ (4-MeTOKCH-2 -TUPUAVIT)METHI | -3 -METHII-
npasono[4,3-b|nupuauH-7-aMuH

NZ |
S e
(0]
TIOJIYICHHBIN C PUMEHEHUEM TaKOW e MpOIeAYyphl, KaK omucaHHas g npumepa 1, u3 5,7-muxmop-1-
u3oIponmI-3-mMeruinupasoino[4,3-bnupuanna, (2-3TOKCH-3-THPHUIHIT)OOPOHOBOM KHUCJIOTBI u (4-

METOKCHIIMPHINH-2-1I)MeTaHaMHHA.

'H SIMP (xnopodopm-d, 400 MT') & 8,45 (d, J= 2,4 Tu, 1H), 8,26 (d, J=7,2 T, 1H), 8,18 (d, J=4,4 T,
1H), 7,12 (s, 1H), 7,03 (dd, J=5,2, 6,8 I', 1H), 6,87-6,81 (m, 2H), 6,54-6,49 (m, 1H), 5,13-5,06 (m, 1H), 4,57-
4,55 (m, 2H), 4,50-4,45 (m, 2H), 3,89 (s, 3H), 2,67 (s, 3H), 1,69 (d, J=6,4 I'y, 6H), 1,42 (t, J=1,6 ', 3H).

LC-MS (macca/3apsn) 433,1 (MH"); tg = 2,32 (croco6 B).

Mpumep  82.  5-(2-Orokceu-3-nupumun)- 1 -u3onponmi-N-[ (6-MeTOKCUITMPa3HH-2-HIT)METHI | -3 -MeTHII-
npasosno[4,3-b|nupuauH-7-aMuH

MOJyYEHHBIH ¢ IPUMEHEHUEM TaKOHM e MpOoLEeAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
u3omponmi-3-mMeruinnupasoino[4,3-bnupuanna, (2-3TOKCH-3-THPHIHIT)OOPOHOBOH KHCJIOTBI u (6-
METOKCHUITHPA3HH-2-U)METaHaAMUHA THIPOXJIOPHIA.

'H IMP (xopodopm-d, 400 MI'y) & 8,25-8,27 (m, 2H), 8,23 (s, 1H), 8,18-8,19 (m, 1H), 7,21 (s, 1H), 7,03
(dd, J=5,2, 7,6 T'y 1H), 5,72-5,74 (m, 1H), 4,99-5,06 (s, 1H), 4,60 (d, J=4,4 T'u 2H), 4,45-4,51 (m, 2H), 4,03 (s,
3H), 2,66 (s, 3H), 1,67 (d, J=6,4 ', 6H), 1,42 (t, J=7,0 I'y, 3H).

LC-MS (macca/3apsin) 434,1 (MH"); tg = 1,86 (criocob A).

Ipumep  83.  5-(2-Ortokcu-3-mupumnn)-N-[(5-broprmupumMuarH-2-1i1)METHI |- | -H30TIPOTTHII-3-METHIT-
nupasono[4,3-b]mupunuH-7-aMuH
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TIOJIYICHHBIN C MPUMEHEHUEM TaKOW e MpPOIeAYyphl, KaK OmMucaHHas s npumepa 1, u3 5,7-muxmop-1-
u3oIponmiI-3-mMeruianupasoino[4,3-bnupuanna, (2-3TOKCH-3-TUPHIHIT)OOPOHOBOM KHUCJIOTBI u (5-
($TOPIIUPUMUANH-2-NIT)METaHAMHUHA.

'H SIMP (xnopodopm-d, 400 MI') & 8,70 (s, 2H), 8,27 (dd, J = 2.0, 6,0 T'y, 1H), 8,20 (d, J = 2,8 ', 1H),
7,18 (s, 1H), 7,04 (dd, J = 4,8, 7,2 I', 1H), 6,25 (brs, 1H), 5,13-5,06 (m, 1H), 4,75 (d, J = 4,4 T'u, 2H), 4,50 (q,
J=7,2 Ty, 2H), 3,69 (s, 3H), 1,71 (d, ] = 6,8 T, 6H), 1,46 (t,J = 7,2 ', 3H).

LC-MS (macca/3apsn) 422,1 (MH"); tg = 2,2 (croco6 C).

IIpumep  84.  5-(2-Oroxcu-3-nupuann)-1-usonponun-3-meTun-N-[(2-MeTUa-3-nupuIuI)MEeTII | THpa-
30510[4,3-b]mupuauH-7-aMuH

"]
Ny
TIOJIYICHHBIN C PUMEHEHUEM TaKOW e MpOIeAYyphl, KaK OmucaHHas s npumepa 1, u3 5,7-muxmop-1-
M30MPONIII-3-MeTHIHpa3oio[4,3-b|nupuauna, (2-3TOKCH-3-TTHPUAXIT)OOPOHOBOM KHUCIIOTBHI u (2-

METWITHPUINH-3 -1 )MEeTaHaAMUHA.

'H SIMP (xopodopm-d, 400 MI'n): & = 8,50 (d, J = 5,2 T', 1H), 8,26 (d, J = 7,2 ', 1H), 8,16 (d, J=5,2
I'y, 1H), 7,66 (d, J = 8,0 I'y, 1H), 7,19 - 7,16 (m, 1H), 7,14 (s, 1H), 7,03 - 7,00 (m, 1H), 4,83 - 4,78 (m, 1H),
4,68 (brs, 1H), 4,54 (d, J = 5,2 I'y, 2H), 4,36 (q, J = 7,2 I', 2H), 2,66 (s, 6H), 1,62 (d, J = 6,4 ', 6H), 1,25 (4,
J=6,8 T', 3H).

LC-MS (macca/zapsn) 417,1 (MH"); tg = 1,33 (croco6 A).

Ipumep 85. 5-(2-Orokcu-3-nupuamn)-N-[(2-¢pTop-3-mupuaun)meTni]- 1 -u30mponuiI-3-Me THIIITHPa30J10
[4,3-bmupuaun-7-aMuH

Na

MOJy4EHHBIH ¢ IPUMEHEHUEM TaKOHM e MpOoLEeAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
n3ompommi-3-Meruwinupasono[4,3-blnupuanna,  (2-3TOKCH-3-MUPUANIT)OOPOHOBOM  KUCIOTHI W (2-¢Top-
MUPHUIAH-3-WT)METaHAMHIHA.

'H SIMP (xnopodopm-d, 400 MI'm): & 8,26-8,14 (m, 1H), 8,19-8,15 (m, 2H), 7,90-7,80 (m, 1H), 7,22-7,19
(m, 1H), 7,13 (s, 1H), 7,03-7,00 (m, 1H), 5,00-4,80 (m, 2H), 4,67-4,66 (m, 2H), 4,37 (q, J = 7,2 ', 2H), 2,65 (s,
3H), 1,65 (d, 1 =6,8 'y, 6H), 1,33 (t, ] = 7,2 I'm, 3H).

LC-MS (macca/3apsin) 421,1 (MH'); tg = 1,8 (crocob A).

IIpumep 86. 5-(2-Otokcu-3-upuawn)- 1 -uzonponwi-N-[ (2-MeTOKCH-3 -TUPH AT )METHII | -3 -METHIIITHPA30JI0
[4,3-b]mupunuH-7-aMuH
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N
TIOJIYICHHBIN C PUMEHEHUEM TaKOW e MpOIeAYyphl, KaK OmMucaHHas s npumepa 1, u3 5,7-muxmop-1-
M30MPONII-3-MeTHIHpa3oio[4,3-b|nupuauna, (2-3TOKCH-3-TTHPUAXIT)OOPOHOBOM KHUCIIOTHI u (2-

METOKCHUITUPHUIIH-3-1JT)METAHAMIHA.

'H SIMP (xopodopm-d, 400 MI'n): & 8,26-8,23 (m, 1H), 8,16-8,13 (m, 2H), 7,62-7,61 (m, 1H), 7,15 (s,
1H), 7,03-7,00 (m, 1H), 6,92-6,89 (m, 1H), 5,13-5,11 (m, 1H), 4,93-4,90 (m, 1H), 4,53-4,52 (m, 2H), 4,41 (q, J =
7,2 T, 2H), 4,04 (s, 3H), 2,65 (s, 3H), 1,65 (d, J = 6,8 T'i, 6H), 1,33 (t, J = 7,2 I'u, 3H, xmopodopm-d,400 MI1r).

LC-MS (macca/3apsn) 433 (MH); tg = 2,04 (cioco6 A).

Ipumep 87. 5-(2-Drokcu-3-mupuamn)-1-uzonpomui-3-MeTua-N-[(6-MeTHI-3 -IIUPHIUIT)METHI | TUPA30JI0
[4,3-bmupuaun-7-aMuH

TIOJIYICHHBIN C MPUMEHEHUEM TaKOW e MpPOIEeAYyphl, KaK OmMucaHHas Juia npumepa 1, u3 5,7-muxmop-1-
M30MPONIII-3-MeTHIpasoio[4,3-b|nmupuauna, (2-3TOKCH-3-TTHPUAXIT)OOPOHOBOM KHUCIIOTHI u (6-
METWITHPUINH-3 -1 )MEeTaHaAMUHa.

'H SIMP (xnopodopm-d, 400 MI'n): & = 8,60 (s, 1H), 8,25 (brd, J = 7,7 I'n, 1H), 8,17 (brd, J = 4,6 T', 1H),
7,66 (brd, J = 8,4 I'u, 1H), 7,20 - 7,17 (m, 1H), 7,20 (brd, J = 11,5 I'u, 1H), 7,06 - 6,99 (m, 1H), 4,82 (s, 1H),
4,71 (s, 1H), 4,55 (br s, 2H), 4,42 (q, J = 7,1 I'y, 2H), 2,65 (s, 3H), 2,59 (s, 3H), 1,62 (d, J = 6,4 I'y, 6H), 1,33 (t,
J=17,1Tn, 3H).

LC-MS (macca/3apsn) 417,1 (MH"); tg= 1,36 (crioco6 A).

[Mpumep 88. 5-(2-Otokcu-3-mupuamin)-1-uzonponmi-N-[(2-MeTokcudeHmT)MeTHII|-3-MeTHINHpa3oio[4,3-
b nupuaun-7-aMuH

TIOJIYICHHBIN C MPUMEHEHUEM TaKOW e MpPOIeAYyphl, KaK OmMucaHHas s npumepa 1, u3 5,7-muxmop-1-
M30MPONIII-3-MeTHiInupasono[4,3-bnupuanna, (2-3TOKCU-3-TUPUINIT)OOPOHOBON KHUCIOTHI H  (2-METOKCH-
(heHnT)MeTaHAMHUHA.

'H SIMP (400 MTI'w, xnmopodopm-d,) & = 8,24 (d, J = 7,3 I'n, 1H), 8,18 - 8,13 (m, 1H), 7,37 - 7,30 (m, 2H),
7,23 (s, 1H), 7,03 - 6,94 (m, 3H), 5,08 (brs, 1H), 4,89 - 4,81 (m, 1H), 4,53 (d, J = 5,3 I'y, 2H), 4,45 (q, J = 6,9
I'm, 2H), 3,90 (s, 3H), 2,64 (s, 3H), 1,62 (d, J = 6,6 I', 6H), 1,38 (t, J = 7,1 ', 3H).

LC-MS (macca/3apsn) 432,1 (MH"); tg = 2,19 (crocob A).

Mpumep 89. 5-(2-Orokcu-3-nmpuann)-N-[(2-propdenmn)merun]-1-u3onponun-3-meTrnupaszoino[4,3-
b nupuauH-7-aMuH

MOJyYEHHBIH ¢ IPUMEHEHUEM TaKOHM e MpOoLEeLypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
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u3omponmiI-3-mMeruianupasoino[4,3-bnupuanna, (2-3TOKCH-3-TUPHIHIT)OOPOHOBOM KHCJIOTBI u (2-
¢dropdenna)MeTaHaMUHA.

'H SIMP (xsopopopm-d, 400 MI'm): & = 8,26-8,24 (m, 1H), 8,18-8,17 (m, 1H), 7,44 (br s, J=7,7 T'n, 1H),
7,34-7,32 (m, 1H), 7,20 (s, 1H), 7,18-7,14 (m, 2H), 7,03-7,02 (m, 1H), 4,89-4,85 (m, 2H), 4,65-4,64 (m, 2H),
4,42 (q,J =7,2 ', 2H), 2,65 (s, 3H), 1,64 (d, J = 6,4 'y, 6H), 1,33 (t, ] = 6,8 'y, 3H).

LC-MS (macca/3apsin) 420 (MH"); tg = 2,14 (cioco6 A).

IIpumep 90. 5-(2-Dtokcu-3-mmupuamn)- 1 -u3onponmi-3-MeTiI-N-[ [ 2-(TpudTopMeTHI ) e HIIT |METHII |TUpa-
30510[4,3-b]mupuauH-7-aMuH

MOJy4EHHBIH ¢ IPUMEHEHUEM TaKOH e MpOoLEeAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
u3oIponmiI-3-mMeruianupasoio[4,3-bnupuanna, (2-3TOKCH-3-TUPHIHIT)OOPOHOBOI KHUCJIOTBI u (2-
(TpudTopMeTri)heHMIT)METAHAMHUHA.

'H SIMP (xnopodopm-d, 400 MT'n): & 8,34-8,22 (m, 1H), 8,17-8,15 (m, 1H), 7,75 (d, J = 7,6 T', 1H), 7,63
(d, J=8,0 I'u, 1H), 7,55 (t, ] = 6,4 I'y, 1H), 7,45 (t, J = 7,6 T'u, 1H), 7,11 (s, 1H), 7,03-6,99 (m, 1H), 4,91-4,86
(m, 1H), 4,82 (br s, 2H), 4,35 (q, J = 7,2 ', 2H), 2,66 (s, 3H), 1,62 (d, ] = 6,4 ', 6H), 1,23 (t,J = 6,8 'y, 3H).

LC-MS (macca/3apsin) 470 (MH"); tg = 1,87 (crioco6 I).

Ipumep  91.  5-(2-Orokcu-3-mupuamn)- 1 -uzonponmi-N-[ (3-MeToKCHTTUPa3UH-2 - M1 )METHII |-3-METHII-
nupasofo[4,3-b]mupunuH-7-aMuH

MOJyYEHHBIH ¢ IPUMEHEHUEM TaKOHM e MpOoLEeAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
u3oIpommiI-3-mMetminupasono[4,3-blnupuanna, (2-3TOKCH-3-TMPUIMI)00POHOBOM KHCIOTEI W (3-METOKCH-
MUpa3nuH-2-MI)METaHAMIHA THAPOXJIOPHIA.

'H SIMP (xopogopm-d, 400 MI'n): & 8,34-8,32 (m, 1H), 8,20-8,12 (m, 3H), 7,30 (s, 1H), 7,04 (dd, J = 7,6,
4,8T'n, 1H), 6,53 (brs, 1H), 5,14-5,08 (m, 1H), 4,58 (d, J = 4,0 I'ny 2H), 4,52 (q, J = 7,2 'y, 2H), 4,08 (s, 3H),
2,67 (s,3H), 1,71 (d,J = 6,8 I'y, 6H), 1,51 (t, J = 7,2 ', 3H).

LC-MS (macca/3apsin) 434,1 (MH"); tg = 2,01 (criocob A).

[Tpumep 92. 5-(2-Oroken-3-mupuann)- 1 -u3onpornuin-N-[ (4-MeTOKCH-3 -TTUPU AR )METHI |-3-METHIT-
nupasono[4,3-b]mupunuH-7-aMuH

MOJy4EHHBIH ¢ TIPUMEHEHUEM TaKOH e MpOoLEeAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
n3oIponmI-3-mMeruinupasono[4,3-blnupuanna, (2-3TOKCH-3-MPUAMIT)OOPOHOBOM KHCIOTH M (4-MeTOKCcH-3-
MUPHIAI)METaHAMUHA.

'H SIMP (xnopodopm-d, 400 MI'm) & = 8,53 - 8,50 (m, 2H), 8,24 (dd, J=1,6, 7,2 T'u, 1H), 8,17 (dd, J=2,8,
4,8 I'n, 1H), 7,23 (s, 1H), 7,05 - 7,00 (m, 1H), 6,89 (d, J=6,0 I'n, 1H), 4,95 (brs, 1H), 4,87 - 4,81 (m, 1H), 4,54
(d, J=6,4 I'u, 2H), 4,47 (q, J=7,8 I'y, 2H), 3,95 (s, 3H), 2,65 (s, 3H), 1,62 (d, J=6,4 I'u, 6H), 1,39 (t, J=7,8 I'y,
3H).

LC-MS (macca/3apsin) 433,1 (MH"); tg= 1,39 (crioco6 A).
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[Mpumep 93. 1-Uzonponmn-3-metun-N-[(2-MeTHATETPa30II-5-1IT)METHI |-5-(2-TIPONOKCH-3-THPH I ) THpa-
30710[4,3-b|nupunuH-7-aMuH

| S
N /N A
[ "N
0 AN
g T~

TIOJIYICHHBIN C PUMEHEHUEM TaKOW e MpOIeAyphl, KaK OmMucaHHas s npumepa 1, u3 5,7-muxmop-1-
M30IPONII-3-MeTHIHpasono[4,3-b Jnupuanna, (2-mpornokcu-3-mupuania)00poHOBON KACIOTH U (2-meTun-2H-
TETPa30J-5-mI)MEeTaHAMHHA.

'H IMP (xnopodopm-d, 400 MI'm): & = 8,26-8,19 (m, 2H), 7,22 (s, 1H), 7,06-7,03(m, 1H), 5,48 (br. s,
1H), 4,99-4,91 (m, 1H), 4,81 (d, J = 3,2 I'u, 2H), 4,41-4,38 (m, 5H), 2,65 (s, 3H), 1,88-1,82 (m, 2H), 1,67 (d,
J=6,4 T'u, 6H), 1,06 (t, J=7,2 I'n, 3H).

LC-MS (macca/3apsn) 422,1 (MH"); tg = 2,04 (cnoco6 C).

Mpumep 94. 1-Mzonponun-3-metmin-N-[(1-MeTrmnmupa3zon-4-mi)MeTri|-5-(2-ponoKkcH-3-MUpH I ) TUpa-
30710[4,3-b|nupunuH-7-aMuH

=z |
Na N
| N
O Z N'

MOJy4EHHBIH ¢ TPUMEHEHUEM TaKOM e MpOoLEAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
n3omnponmi-3-meruwinupasono[4,3-blnupuanna,  2-nponokcu-3-(4,4,5,5-rerpamerni-1,3,2-arokcaboponan-2-
wn)nupunnaa 1 (1-metun-1H-nupason-4-wn)MeTanaMuHa.

'H SIMP (xnopodopm-d, 400 MI'm): & 8,26 (dd, J=2,0, 7,6 'y, 1H), 8,18 (dd, J=5,2 I'n, 1H), 7,57 (s, 1H),
7,44 (s, 1H), 7,22 (s, 1H), 7,03 (dd, J=4,8, 7,2 I'y, 1H), 4,84 - 4,67 (m, 1H), 4,48 (brs, 1H), 4,40 - 4,33 (m, 4H),
3,94 (s, 3H), 2,65 (s, 3H), 1,89 - 1,74 (m, 2H), 1,59 (d, J= 6,8 I'u, 6H), 1,03 (t, J=7,6 ', 3H).

LC-MS (macca/3apsin) 420,4 (MH"); tg = 0,59 (crioco6 D).

[Tpumep 95. 1-M3onponun-5-(2-metokcu-3-mupuaui )-N-[ (2-Me TOKCH-3 -TUPU AT ) METH | -3-ME THJI-
nupasono[4,3-b]mupunuH-7-aMuH

Na

TIOJIYICHHBIN C TIPUMEHEHHEM TaKOW JKe MPOIEIyphl, KaKk ONMucaHHas i npumepa 1, uz 5,7-nubpom-1-
n3onpommi-3-metii-1 H-nupaszono[4,3-b|nupuayuna, (2-MeTOKCHIUPHUINH-3-HI)00POHOBOM KHCIOTHI W (2-
METOKCHITMPHINH-3-1I)MeTaHaMHHA.

'H AMP (xmopodopm-d, 400 MI'mm): n 8,20-8,18 (m, 1H), 8,16-8,14 (m, 2H), 7,64-7,62 (m, 1H), 7,04-7,03
(m, 1H), 6,97 (s, 1H), 6,93-6,92 (m, 1H), 5,24-5,21 (m, 1H), 4,93-4,87 (m, 1H), 4,51 (d, J = 5,6 I';, 2H), 4,04 (s,
3H), 3,89 (s, 3H), 2,64 (s, 3H), 1,65 (d, J = 6,4 'y, 6H).

LC-MS (macca/3apsin) 419,1 (MH"); tg = 1,82 (crocob A).
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Mpumep 96. 1-H3onponmn-5-(2-meTokcu-3-nmpuani)-N-[(6-MeTOKCH-3-MHPHIIT)METHII|-3-MeTHIIIHpa-
30710[4,3-b|nupunuH-7-aMuH

TIOJYYSHHBIH ¢ IPUMEHEHNEM TaKOW e MpOUEAypHl, KaKk OomucaHHas [yl npumepa 1, uz 5,7-nubpom-1-
n3onpommi-3-metii-1 H-nmupaszono[4,3-b|nupuayuna, (2-MeTOKCHIUPHUINH-3-MI)00POHOBOM KHUCIOTHI W (6-
METOKCH-3-TIMPUIIIT )METAaHAMIHA.

'H iMP (xmopodopm-d, 400 MI'my): 6 8,26 (d, J = 1,6 I'u, 1H), 8,16-8,21 (m, 2H), 7,67 (dd, J =2,4, 8,4 'Ly,
1H), 7,02-7,07 (m, 2H), 6,80 (d, J = 8,8 T'u, 1H), 4,76-4,82 (m, 1H), 4,69 (brs, 1H), 4,47 (d, ] = 5,2 I'y, 2H), 3,96
(s, 3H), 3,94 (s, 3H), 2,65 (s, 3H), 1,61 (d, J = 6,4 I'rt, 6H).

LC-MS (macca/3apsin) 419 (MH"); tg = 1,83 (crioco6 A).

I[pumep 97. 5-(2-H3onponokcu-3-mupuar)- 1 -u3omponwi-3-MeTmi-N-[ (1 -MeTHATpa301-4-1i1)MEeTHI |
nupasono[4,3-b]mupunuH-7-aMuH

z
Ny

N A\
I N

v o

N
/9

NN

TIOJIYICHHBI C TMPUMEHEHHEM TaKOW e TMpOIenyphl, Kak omucaHHas Ui mpumepa 29, u3z 5-(2-
M30MPOMOKCUITUPUINH-3-1111)- | -u3onponui-3-metwi- 1 H-mupazono[4,3-bmupuann-7-amuaa  u  1-metun-1H-
Upas3oi-4-kapoanbaerua.

'H SIMP (600 MI', DMSO) & 8,21 - 8,09 (m, 2H), 7,58 (d, J=9,7 T'u, 1H), 7,38 (s, 1H), 7,08 (s, 1H), 7,06
(dd, J=7,3,4,9 ', 1H), 6,67 (t, J=5,5 I'n, 1H), 5,44 - 5,33 (m, 1H), 5,16 (dt, J = 12,7, 6,4 I'n, 1H), 4,36 (d, J=5,5
I'm, 2H), 3,76 (s, 3H), 2,46 (s, 3H), 1,45 (d, J = 6,4 ', 6H), 1,23 (d, J=6,2 I't, 6H).

LC-MS (macca/3apsin) 420,4 (MH"); tg = 0,52 (cnoco6 E).

Mpumep 98. 5-(2-Oroxcu-3-nupuann)-1-n3onponni-3-metun-N-(1H-1,2,4-rpuazon-3-ninmernin)nupaso-
no[4,3-b]mupuanH-7-aMuH

MOJMyYEHHBIH C NPUMEHEHHEM TaKOM e NpOoLEeAypbl, Kak oOmMcaHHas aias npumepa 29, uz 5-(2-
STOKCUNTUPUANH-3-11)- | -u3onpommi-3-metui-1 H-nupazono[4,3-b]mupuann-7-amuna un 1H-1,2,4-tpuazon-3-
KapOaibaeruaa.

'"H SIMP (xsopodopm-d, 400 MT'): & 8,21-8,17 (m, 2H), 8,12 (s, 1H), 7,15 (s, 1H), 7,02-6,99 (m, 1H),
5,60 (brs, 1H), 4,99-4,93 (m, 1H), 4,65 (s, 2H), 4,46 (q, J = 7,2 'y, 2H), 2,65 (s, 3H), 1,65 (d, ] = 6,4 T';, 6H),
1,39 (t, J=7,2 T, 3H).

LC-MS (macca/3apsin) 393,1 (MH"); tg = 2,3 (crioco6 C).
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[Mpumep 99. 5-(2-Orokcn-3-nupuann)-1-n3onponmi-3-metun-N-(2H-terpazon-5 -unmerun)nupa3zono[4,3-
bnupuaun-7-aMuH

MOJMyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLeAypbl, Kak ONHMcaHHas A npumepa 29, u3z 5-(2-
STOKCUNUPUANH-3-11)- | -u3onpommi-3-metii- 1 H-nupasono[4,3-bnupuaun-7-amuna u 2H-retpa3zon-5-
KapOaJbieruaa.

'H SIMP (DMSO-ds 400 MI'm): § 8,17-8,13 (m, 2H), 7,09-7,05 (m, 1H), 6,99 (s, 1H), 6,91 (br. s, 1H),
5,20-5,14 (m, 1H), 4,79 (d, J=5,2 I'u, 2H), 4,30 (q, J=6,8 I'y, 2H), 2,47 (s, 3H), 1,49 (d, J=6,4 T'u, 6H), 1,22 (4,
J=6,8 I';, 3H).

LC-MS (macca/3apsin) 394 (MH'); tg = 1,77 (cnioco6 C).

[Tpumep 100. 5-(2-DOrokeun-3-mupuann)- 1 -u3onponui-3-MeTii-N-( 2-upuAnIMETHIT ) THpa3omo[4,3-
b mupuann-7-amMuH

MOJMYyYEHHBIH C NPUMEHEHHEM TaKOM e NpOoLEeAypbl, Kak ONMcaHHas aiasd npumepa 29, u3z 5-(2-
STOKCUNUPUANH-3-11)- | -u3onpormi-3-metwi- 1 H-upasono[4,3-b|nupuann-7-aMiHa 1 THKOJIMHAIBETHIA.

'H IMP (xnopodpopm-d, 400 MI'): & 8,66-8,64 (m, 1H), 8,26 (dd, J=2.0, 7.2 T, 1H), 8,18 (dd, J=2,0,4.8
I'u, 1H), 7,77-7,72 (m, 1H), 7,38-7,36 (m, 1H), 7,30-7,28 (m, 1H), 7,14 (s, 1H), 7,03 (dd, J=4,8, 7,2 T'u, 1H),
6,53 (brs, 1H), 5,15-5,08 (m, 1H), 4,62 (d, J=4,0 I';, 2H), 4,48 (q, J=6,8 I'y, 2H), 2,67 (s, 3H), 1,70 (d, J=6,8 I'Ly,
6H), 1,42 (t, J=7,2 I'u, 3H).

LC-MS (macca/3apsn) 403,1 (MH"); tg = 2,15 (crocob A).

Ipumep 101. 5-(2-DT1okcu-3-mupuamn)- 1 -u3onporui-3-MeTiI-N-[ (6-MeTHI-2-TTUPHIIIT ) METHI |THPa30-
no[4,3-b]mupunuH-7-aMuH

TIOJIYICHHBI C TMPUMEHEHHEM TaKOH e TMpOoIenyphl, Kak omucaHHas sl mpumepa 29, u3z 5-(2-
STOKCUNUPUANH-3-11)- 1 -u3onpommi-3-mMetui-1 H-nupazono[4,3-b|nupuann-7-amuHa ¥ 6-METHIIIUKOJIMH-
anpaeruaa.

'H IMP (xnopodpopm-d, 400 MI'n): & 8,27-8,26 (m, 1H), 8,19-8,18 (m, 1H), 7,66-7,62 (m, 1H), 7,18-7,14
(m, 2H), 7,11 (s, 1H), 7,04 (dd, J=4,8, 7,2 I'u, 1H), 6,84 (brs, 1H), 5,22-5,19 (m, 1H), 4,57 (d, J=3,6 T'u, 2H),
4,49 (q, J=6,8 I'y, 2H), 2,68 (s, 3H), 2,61 (s, 3H), 1,73 (d, J=6,4 I'y, 6H), 1,43 (t, J=7,2 I'n, 3H).

LC-MS (macca/3apsn) 417,1 (MH"); tg = 2,04 (crocob A).

ITpumep 102. 5-(2-Oroken-3-nupuun)- 1 -usonpornmi-N-[ (6-MeTOKCH-2 -TUPU AT )METHI | -3 -METHII-
npasono[4,3-b|nupuauH-7-aMuH
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MOJMYyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLEeAypbl, Kak OmMcaHHas aiasd npumepa 29, u3z 5-(2-
STOKCUNUPUANH-3-11)- 1 -u3onpommi-3-mMetui-1 H-nupazono[4,3-b|nupuann-7-amuHa ¥ 6-METOKCHITUKOJIMH-
aJIbACTHIA.

'H SIMP (xnopodopm-d, 400 MI'): & 8,28-8,26 (m, 1H), 8,19-8,18 (m, 1H), 7,65-7,61 (m, 1H), 7,17 (s,
1H), 7,05-7,02 (m, 1H), 6,96-6,94 (m, 1H), 6,75-6,72 (m, 1H), 6,17 (brs, 1H), 5,11-5,08 (m, 1H), 4,55-4,46 (m,
4H), 4,01 (s, 3H), 2,67 (s, 3H), 1,66 (d, J=6,0 I'y, 6H), 1,43 (t, J=7,2 ', 3H).

LC-MS (macca/3apsin) 433,1 (MH"); tg = 2,47 (criocob A).

Ipumep 103.  5-(2-Dtokcu-3-mupuann)- 1 -u3onpommi-3-MeTri-N-[ (2-MeTHIT-4-TTHP U VI ) METHII |Tpa-
30110[4,3-b]mupuauH-7-aMuH

TIOJIYICHHBI C TNPUMEHEHHEM TaKOH e IpOIeayphl, Kak omucaHHas Uil mpumepa 29, u3z 5-(2-
TOKCUITUPUINH-3-11)- 1 -u3onponi-3-metui- 1 H-mupazono[4,3-b jnupuann-7-aMuHa W 2-METHIIM30HUKOTHH-
anpJernaa.

'H IMP (x1opoopm-d, 400 MI'w): & 8,50 (d, J = 5,2 T'u, 1H), 8,22 (dd, J = 2,0, 7,2 I'n;, 1H), 8,15 (dd, J =
2,0, 4,2 I'u, 1H), 7,20 (s, 1H), 7,15 (d, J = 5,2 'y, 1H), 7,03 (s, 1H), 7,00 (dd, J=5,2, 7,6 ', 1H), 4,91-4,86 (m,
2H), 4,57 (d, J=5,2 T'u, 2H), 4,32 (q, J=7,2 I'u, 2H), 2,66 (s, 3H), 2,57 (s, 3H), 1,67 (d, J = 6,4 'y, 6H), 1,21 (t,
J=7,2Tn, 3H).

LC-MS (macca/3apsn) 417,1 (MH"); tg = 1,53 (crocob A).

pumep 104. 5-(2-Otokcu-3-nmpunun)-1-u3onponun-N-[(2-MeTOKCH-4-TUPHUINIT)METHII |-3-MeTHIIITHPa-
30710[4,3-b|nmupunuH-7-aMuH

TIOJIYICHHBI C TMPUMEHEHHEM TaKOH e TMpOIenyphl, Kak omucaHHas Uil mpumepa 29, u3z 5-(2-
JTOKCUNTUPUINH-3-11)- 1 -uzonponmi-3-metui- 1 H-mupazono[4,3-b Jnupuana-7-aMmuHa u 2-METOKCHHU30-
HUKOTHHAIBACTHIA.

'H SIMP (xnopodopm-d, 400 MI'n): & 8,22 (d, J=7,6 T'u, 1H), 8,18-8,14 (m, 2H), 7,04 (s, 1H), 7 (dd, J=5,2,
7,6 T'n 1H), 6,92 (d, J=5,2 I'n 1H), 6,79 (s, 1H), 4,89-4,86 (m, 2H), 4,56 (d, J=5,2 'y, 2H), 4,34 (q, ] = 7,2 'Ly,
2H), 3,94 (s, 3H), 2,66 (s, 3H), 1,66 (d, J=6,8 I'n, 6H), 1,24 (t, ] = 7,2 T'u, 3H).

LC-MS (macca/3apsn) 433,1 (MH"); tg = 1,94 (croco6 A).

Mpumep 105. 5-(2-3tokcu-3-nupuamn)- 1 -u3onpomnui-3-mMeTnia-N-[ (2-MeTHITTUPUMAIMH-4 -1IT)METHII | TH-
pazoino[4,3-b]mupuanH-7-aMuH

2

N

MOJMyYEHHBIH C NPUMEHEHHEM TaKOM e NpOoLEeAypbl, Kak OmMcaHHas aiasd npumepa 29, u3z 5-(2-
STOKCUNTUPUANH-3-11)- | -u3onpormi-3-mMetui- 1 H-nupazono[4,3-b|nupuans-7-aMmuHa ¥ 2-MeTHITHPAMHUIUH-4-
KapOabaerua.

'H SIMP (xopodopm-d, 400 MI'n): & 8,65 (d, J=5,2 T'u, 1H), 8,26 (dd, J=2,0, 7,6 T'u, 1H), 8,18 (dd, J=2,0,
7,6 T'n, 1H), 7,20 (d, J=5,2 I'n, 1H), 7,09 (s, 1H), 7,05-7,02 (m,1H), 6,45 (brs, 1H), 5,16-5,13 (m, 1H), 4,59 (d,
J=4,0 Ty, 2H), 4,46 (q, J=7,2 'y, 2H), 2,81 (s, 3H), 2,67 (s, 3H), 1,73 (d, J=6,4 I', 6H), 1,40 (t, J=7,2 I'ny, 3H).

LC-MS (macca/3apsin) 418,1 (MH"); tg = 1,96 (cnioco6 C).
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Mpumep 106. 5-(2-Otokcu-3-nmpunmn)-1-u3onponun-N-[(5-MeTOKCH-3-MHPHIUIT)METHII |-3-MeTHIIITHPa-
30710[4,3-b|nupunuH-7-aMuH

TIOJIYICHHBI C TMPUMEHEHHEM TaKOW e IpOoIenyphl, Kak omucaHHas Uil mpumepa 29, u3z 5-(2-
TOKCUNTUPUINH-3-111)- 1 -uzonponmi-3-metui- 1 H-mupazono[4,3-b Jnupuann-7-aMuHa u 5-METOKCUHHUKO-
TUHAIBACTH/IA.

'H SIMP (xnopodopm-d, 400 MI'm): & 8,24 (s, 1H), 8,19-8,18 (m, 1H), 8,14-8,12 (m, 2H), 7,38 (s, 1H),
7,10-7,03 (m, 1H), 7,02-6,97 (m, 1H), 6,94 (s, 1H), 5,27-5,21 (m, 1H), 4,58 (d, J = 4,8 'y, 2H), 4,24 (q,J =7,2
I'm, 2H), 3,78 (s, 3H), 2,46 (s, 3H), 1,48 (d, J = 6,0 ', 6H), 1,10 (t, J = 6,8 ', 3H).

LC-MS (macca/3apsin) 433,1 (MH"); tg = 1,63 (criocob A).

[Mpumep 107. 5-(2-3tokcu-3-mupuamin)- 1 -u3onponui-3-metmin-N-[[6-(TpudTOpMeTHIT )-2 -TUPUANIT |METHII |
npasono[4,3-b|nupuauH-7-aMuH

TIOJIYICHHBI C TMPUMEHEHHEM TaKOH e TMpoIenyphl, Kak omucaHHas Uil mpumepa 29, u3z 5-(2-
3TOKCUITUPUINH-3-11)- 1 -u3onponmi-3-metui- 1 H-mupazono[4,3-b jnupuann-7-aMuaa 1 6-(TpUPTOPMETHII ) TTH-
KOJIMHAJIBACTH/IA.

'H SIMP (xnopodopm-d, 400 MT'm): & 8,27 (dd, J=2,0, 7,2 I'n, 1H), 8,18 (dd, J=4,8, 2,0 T’ 1H), 8,00-7,95
(m, 1H), 7,71 (d, J=7,6 I'u, 1H), 7,59 (d, J=7,6 I'u, 1H), 7,13 (s, 1H), 7,04 (dd, J= 7,2, 4,8 T, 1H), 6,68 (brs,
1H), 5,19-5,16 (m, 1H), 4,70 (d, J=3,6 T'u, 2H), 4,49 (q, J=7,2 I'y, 2H), 2,67 (s, 3H), 1,71 (d, J=6,4 I';, 6H), 1,44
(t,J=7,2 'y, 3H).

LC-MS (macca/3apsn) 471 (MHY); tg = 2,34 (cioco6 A).

MMpumep 108. 3-[[[5-(2-DToxcu-3-mupunmin)-1-u3onponmi-3-meruanupasoino[4,3-bnmupuans-7-nnlamu-
HO|MeTh]- | -MeTUINUPUANH-2-0H

TIOJIYICHHBI C TNPUMEHEHHEM TaKOH e IpoIenyphl, Kak omucaHHas il mpumepa 29, u3z 5-(2-
TOKCUNTUPUINH-3-11)- 1 -u3onponi-3-metui- 1 H-mupazono[4,3-b jnupuann-7-amuaa u - 1-mMeTnin-2-okco-1,2-
JTUTHAPOITUPUINH-3-KapOaibIeruia.

'H SIMP (xnopodopm-d, 400 MI'm): & 8,31-8,24 (m, 1H), 8,19-8,17 (m, 1H), 7,50-7,42 (m, 1H), 7,30-7,28
(m, 1H), 7,15 (s, 1H), 7,05-7,02 (m, 1H), 6,21-6,17 (m, 1H), 5,06-4,95 (m, 1H), 4,51-4,45 (m, 4H), 3,59 (s, 3H),
2,65 (s, 3H), 1,64 (d, J=6,8 I'y, 6H), 1,40 (t, J=7,2 T'u, 3H).

LC-MS (macca/3apsn) 433 (MH"); tg = 1,93 (cnoco6 C).
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ITpumep 109. 5-(2-Orokcu-3-mupunmn)-N-[ (1 -3Trnupazon-4-min)metui] - 1 -u3onponui-3-MeTHiI-
npasono[4,3-b|nupuauH-7-aMuH

MOJMYyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLEeAypbl, Kak OmMcaHHas aiasd npumepa 29, u3z 5-(2-
TOKCUITUPUINH-3-111)- 1 -u3onponmi-3-metui- 1 H-mupazono[4,3-b jnupuann-7-amuaa w1 1-3tw-1H-mupa3zon-4-
KapOabaeTua.

'H SIMP (xopodopm-d, 400 MI'm): & 8,28 (dd, J=7,6, 2,0 T'u, 1H), 8,18 (dd, J=4,8, 1,6 T'u, 1H), 7,59 (s,
1H), 7,48 (s, 1H), 7,25 (s, 1H), 7,03 (dd, J=7,6, 5,2 ', 1H), 4,77-4,50 (m, 1H), 4,52-4,45 (m, 3H), 4,39 (d, J=4,8
I'u, 2H), 4,2 (q, J=7,2 'y, 2H), 2,65 (s, 3H), 1,59 (d, J=6,8 I'y, 6H), 1,52 (t, J=7,2 I'n, 3H), 1,40 (t, J=6,8 I'Ly,
3H).

LC-MS (macca/3apsin) 420,1 (MH"); tg = 2,13 (croco6 F).

Mpumep 110. 5-(2-Oroxen-3-nupuann)-1-uzonpommi-3-metuna-N-[(1-nponunmnupason-4-nin)MeTu | mupa-
30710[4,3-b|nupunuH-7-aMuH

TIOJIYICHHBI C TMPUMEHEHHEM TaKOW e TMpOIenyphl, Kak omucaHHas Uil mpumepa 29, u3z 5-(2-
TOKCUITUPUINH-3-11)- 1 -u3onponmi-3-metui- 1 H-mupazono[4,3-b jnupuann-7-amunaa u 1 -npormi- 1 H-mupason-
4-xapOampaeruaa.

'H SIMP (xopodopm-d, 400 MI'm): & 8,27 (dd, J=2,0, 7,2 T, 1H), 8,18 (dd, J=2,0, 5,2 T'u, 1H), 7,59 (s,
1H), 7,45 (s, 1H), 7,24 (s, 1H), 7,03 (dd, J=4,8, 7,2 I'n, 1H), 4,77-4,74 (m, 1H), 4,48 (q, J=7,2 'y, 3H), 4,39 (d,
J=4,4 T'n, 2H), 4,09 (t, J=7,2 I'n, 2H), 2,65 (s, 3H), 1,94-1,88 (m, 2H), 1,59 (d, J=6,4 I'y, 6H), 1,4 (t, J=6,8 I'my,
3H), 0,93 (t, J=7,2 I'u, 3H).

LC-MS (macca/3apsn) 434,1 (MH"); tg = 1,89 (croco6 A).

ITpumep 111. 5-(2-Oroken-3-nupuun)- 1 -usonpornmi-N-[ (6-MeTOKCH-3 -TUPUANIT)METHI | -3 -METHII-
npasosno[4,3-b|nupuauH-7-aMuH

MOJMYyYEHHBIH C NPUMEHEHHEM TaKOM e NpOoLEeAypbl, Kak ONMcaHHas aiasd npumepa 29, u3z 5-(2-
STOKCUNUPUANH-3-1i)- 1 -u3onpommi-3-metii- 1 H-nupasono[4,3-bnupuaun-7-amuna u 6-METOKCUHUKO-
THUHAJIbJETHIA.

'H AMP (xnopoopm-d, 400 MI'm): § 8,30-8,24 (m, 2H), 8,20-8,15 (m, 1H), 7,67 (d, J = 8,0 ', 1H), 7,21
(s, 1H), 7,04-7,01 (m, 1H), 6,80 (d, J=8,0 I'y, 1H), 4,80 (dd, J=4,8, 6,4 I';, 1H), 4,65 (brs, 1H), 4,49-4,42 (m,
4H), 3,96 (s, 3H), 2,66 (s, 3H), 1,59 (d, J=4,8 I';, 6H), 1,40-1,34 (m, 3H).

LC-MS (macca/3apsin) 433,1 (MH"); tg = 2,33 (crioco6 F).

Ipumep 112. 5-(2-Drokcu-3-mupuann)- 1 -u3onponuin-N-[(5-MeTOKCH-2-IMPUIAT ) METHI |-3-METHIITHpa-
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30710[4,3-b|nupunuH-7-aMuH

MOJMYyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLEeAypbl, Kak OmMcaHHas aiasd npumepa 29, m3z 5-(2-
STOKCUNTUPUANH-3-11)- 1 -u3onpormi-3-metuin-1 H-nupazono[4,3-b|nupuann-7-aMuHa ¥ 5-METOKCHITUKOJIMH-
anpJeruaa.

'H IMP (xopodopm-d, 400 MI'm): & 8,33 (d, J=1,6 ', 1H), 8,26 (dd, J=2,0, 7,6 ['n, 1H), 8,18 (dd, J=2,0,
4,8 I'n, 1H), 7,31-7,28 (m, 2H), 7,13 (s, 1H), 7,03 (dd, J=7,2, 7,6 'y, 1H), 6,36 (s, 1H), 5,11-5,05 (m, 1H), 4,56
(d, J=4,4 I'n, 2H), 4,48 (q, J=7,2 ', 2H), 3,91 (s, 3H), 2,66 (s, 3H), 1,69 (d, J=7,2 'y, 6H), 1,42 (t, J=7,2 I'ny,
3H).

LC-MS (macca/3apsin) 433,1 (MH"); tg = 2,14 (criocob A).

[Tpumep 113. 5-(2-Ortokeu-3-mupuann)-3-mMetri-N-[ (2-meTunTrazon-4-ni)merni]- 1 -(okceTan-3-
nn)nupaszoio[4,3-bmupuanH-7-aMuH

TIOJIYICHHBIN C TIPUMEHEHHEM TaKOW JKe MPOILEIyphl, KaKk ONMmucaHHas i npumepa 1, uz 5,7-nubpom-3-
MeTwiI- 1 -(okceTan-3-mwn)nupasono[4,3-b|mupuanaa,  (2-3TOKCU-3-TTUPUIMIT)OOPOHOBON  KUCIOTHI W (2-
METHIITHA30]1-4-HT)MeTaHAMHHA.

'H SIMP (xmopogopm-d, 400 MTI'm) & 8,26 (dd, J=1,6, 7,2 T’y 1H), 8,18 (dd, J=2,0, 4,8 T’y 1H), 7,24 (s,
1H), 7,05-7,02 (m, 2H), 5,94-5,85 (m, 2H), 5,28-5,25 (m, 2H), 5,20-5,16 (m, 2H), 4,57 (d, J=5,2 T'n, 2H), 4,46
(q,J=7,2 Ty, 2H), 2,76 (s, 3H), 2,66 (s, 3H), 1,39 (t, J=7,2 I'n, 3H).

LC-MS (macca/3apsn) 437,4 (MH"); tg = 0,46 mun (crioco6 E).

Mpumep 114.  5-(2-Orokceu-3-nupumun)- 1 -u3onponmi-N-[ (5-MeTOKCHITPa3HH-2-WIT)METHI | -3 -MeTHII-
npasono[4,3-blnupuauH-7-aMuH

MOJMyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLEeAypbl, Kak ONHMcaHHas aias npumepa 29, m3z 5-(2-
TOKCUITUPUINH-3-11)- 1 -u3onponi-3-metui- 1 H-mupazono[4,3-b jnupuann-7-aMuHa U 5 -METOKCUITHPA3HH-2-
KapOabaeTua.

'H SIMP (400 MT'1, xnopodopm-d,): & 8,24-8,28 (m, 2H), 8,16-8,23 (m, 2H), 7,18 (s, 1H), 7,04 (brt, J =
5,84 T'm, 1H), 5,80 (brs, 1H), 4,93-5,06 (m, 1H), 4,60 (brd, J = 3,75 I'u, 2H), 4,48 (q, J = 6,69 I'n, 2H), 4,00 (s,
3H), 2,66 (s, 3H), 1,66 (brd, J = 6,39 I't, 6H), 1,41 (t, J = 6,95 'y, 3H).

LC-MS (macca/3apsin) 434,1 (MH"); tg = 1,99 (crioco6 A).

[Tpumep 115. 5-(2-DOroken-3-mmupuann)- 1 -u3onponui-3-meTiin-N-(3-mupuanamMe T ) iupaszono[4,3-
b nupuaun-7-amMuH
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TIOJIYICHHBI C TMPUMEHEHHEM TaKOH e IpOoIenyphl, Kak omucaHHas Uil mpumepa 29, u3z 5-(2-
TOKCUTTUPUINH-3-11)- 1 -u3onponui-3-metui- 1 H-mupa3zono[4,3-b JnupuanH-7-aMrHa ¥ HUIKOTHHAJIBACTHAA.

'H SIMP (xnopodopm-d, 400 MI'n): & = 8,73 (s, 1H), 8,61 (d, J=3,6 T'u, 1H), 8,24 (d, J=6,0 T'u, 1H), 8,16
(dd, J=1,6, 4,4 I', 1H), 7,76 (d, J=8,4 T'u, 1H), 7,36 - 7,33 (m, 1H), 7,18 (s, 1H), 7,01 (dd, J=4,8, 7,6 ', 1H),
4,82 (s, 1H), 4,75 (s, 1H), 4,60 (d, J=5,2 'y, 2H), 4,40 (q, J=6,8 I'u, 2H), 2,65 (s, 3H), 1,62 (d, J=6,4 ', 6H),
1,30 (t, J=7,2 I'u, 3H).

LC-MS (macca/3apsn) 403,1 (MH"); tg = 1,41 (crocob A).

ITpumep 116. 5-(2-Orokcu-3-nupunun)-N-[(6-¢pTop-3-mupuaun)meTni|- 1 -n30mponui-3-MeTHI-
npasono[4,3-blnupuauH-7-aMuH

MOJMyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLEeAypbl, Kak ONHMcaHHas aiasd npumepa 29, u3z 5-(2-
TOKCUITUPUINH-3-111)- | -uzonponmi-3-metui- 1 H-mupazono[4,3-b Jnupuana-7-aMuHa u 6-TOPHUKOTHH-
anpJernaa.

'H SIMP (xnopodopm-d, 400 MI'm): § 8,33 (s, 1H), 8,26-8,24 (m, 1H), 8,18-8,17 (m, 1H), 7,88-7,86 (m,
1H), 7,17 (s, 1H), 7,04-6,98 (m, 2H), 4,83-4,82 (m, 1H), 4,74-4,72 (m, 1H), 4,59-4,58 (m, 2H), 4,41 (q, J=6,8
I'm, 2H), 2,66 (s, 3H), 1,63 (d, J=6,8 T'm, 6H), 1,31 (t, J=6,8 I't, 3H).

LC-MS (macca/3apsin) 421 (MH"); tg = 1,89 (crioco6 A).

[Tpumep 117. N-[[6-(mudTopmeTn)-3-mUpuani | MeTHII |-5-(2-3TOKCH-3 -TUpU TN - | -n30mpoTTHII-3-
MeTwinupaszoio[4,3-b]nupuaus-7-aMuH

F7F

MOJMYyYEHHBIH C NPUMEHEHHEM TaKOM e NpoLEeAypbl, Kak OmMcaHHas aias npumepa 29, u3z 5-(2-
JTOKCUITUPUINH-3-11)- 1 -u3onponmi-3-metwi- 1 H-mupazono[4,3-b jnupuann-7-amuaa - 6-(audTopMeTHi)HY-
KOTHHAJIbJCTUIA.

'H SIMP (xnopodopm-d, 400 MI'm): & 8,76 (s, 1H), 8,24 (dd, J = 7,2, 2,0 ', 1H), 8,16 (dd, J=5,2, 2,0 T,
1H), 7,92 (d, J = 8,0, 1H), 7,68 (d, J=8,2 I', 1H), 7,13 (s, 1H), 7,01 (dd, J = 7,2, 4,8 I'ny, 1H), 6,67 (t, J = 55,2
I'u, 1H), 4,87 - 4,83 (m, 2H), 4,68 (d, J = 5,2 ', 2H), 4,35 (q, J = 6,8 I'y, 2H), 2,66 (s, 3H), 1,65 (d, J = 6,8 'Ly,
6H), 1,24 (t,J =7,2 I'u, 3H).

LC-MS (macca/3apsin) 453,1 (MH"); tg = 1,92 (crocob A).

Mpumep 118. 5-(2-Otokcu-3-nmpunmn)-1-u3onponun-N-[(3-MeTOKCH-2-MHPHINIT)METHII | -3 -MeTHIIITHPa-
30710[4,3-b|nupunuH-7-aMuH

- 129 -



037544

TIOJIYICHHBI C TPUMEHEHHEM TaKOH e TMpoIenyphl, Kak omucaHHas Uil mpumepa 29, u3z 5-(2-
STOKCUNUPUANH-3-11)- 1 -u3onpormi-3-mMetui-1 H-nupazono[4,3-b|nupuann-7-amuHa ¥ 3-METOKCHITUKOJIMH-
anpJeruaa.

'H SIMP (xnopodopm-d, 400 MI'm): & 8,33 (dd, J = 2,0, 7.2 T, 1H), 8,23 (dd, J = 1,2, 4,8 T, 1H), 8,19
(dd, 1 =2,0, 5,2 'y, 1H), 7,28-7,30 (m, 2H), 7,22-7,24 (m, 1H), 7,04 (dd, J = 4,8, 7,2 T'u, 1H), 6,96 (brs, 1H),
5,12-5,21 (m, 1H), 4,57 (d, J = 4,0 ', 2H), 4,52 (q, J = 6,8 T'y, 2H), 3,94 (s, 3H), 2,68 (s, 3H), 1,72 (d, ] = 6,4
I'y, 6H), 1,51 (t, 7=7,0 'y, 3H).

LC-MS (macca/3apsn) 433,1 (MH"); tg = 2,08 (crocob A).

Mpumep 119. 5-(2-Orokcu-3-nupuamn)-3-metui-1-[ 1 -mermnmpon]-N-(1H-nmupa3zon-3-unmerwn)nupa-
30510[4,3-b]mupuauH-7-aMmuH, SHaHTHOMED |

HN

TIOJIYICHHBIN C IPUMEHEHNEM TaKOH e MPOLEAyphl, KaKk ONMHCaHHAs s puMepa 29, u3 1-(BTop-0yTuin)-
5-(2-aTokcunupuuH-3-1i)-3-metuin- 1 H-nupaszono[4,3-b|nupuaun-7-amuna, sHantuomepa 1 u 1H-nmpazon-3-
KapOaJberuaa.

'H SIMP (xopodopm-d, 400 MI'n): & 8,26 (dd, J=2.0, 7,6 I'u, 1H), 8,18 (dd, J=2,0, 4,2 T'u, 1H), 7,60 (d,
J=2,4 T, 1H), 7,22 (s, 1H), 7,03 (dd, J=4,8, 7,2 I'y, 1H), 6,36 (d, J =2,4 I'n, 1H), 5,29 (br. s, 1H), 4,64-4,60 (m,
1H), 4,57 (d, J=4,8 I'n, 2H), 4,48 (q, J = 6,8 I'y, 2H), 2,66 (s, 3H), 2,22-2,14 (m, 1H), 1,90-1,85 (m, 1H), 1,61 (d,
J=6,4Tu, 3H), 1,43 (t, J = 6,8 I'y, 3H), 0,89 (t, J = 7,6 ', 3H).

LC-MS (macca/3apsn) 406,1 (MH"); tg = 2,25 (crocob A).

IMpumep 120. 5-(2-Ortokcu-3-mupuann)-3-metui-1-[ 1-metunmponi]-N-( 1 H-mmupa3zoun-3-unmeTwn)nupa-
30110[4,3-b]mupuauH-7-aMuH, SHAHTHOMED 2

TIOJTYYSHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, Kak OolMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupuuH-3-1)-3-metiin- 1 H-nupaszono[4,3-bnupuaun-7-amuna, sHantromepa 2 u 1H-nmpazon-3-
KapOaJberuaa.

'H SIMP (xopodopm-d, 400 MI'm): & 8,26 (dd, J=2,0, 7,2 T, 1H), 8,18 (dd, J=2,0, 4,2 T'u, 1H), 7,60 (d,
J=2,4 T, 1H), 7,22 (s, 1H), 7,03 (dd, J=4,8, 7,2 I'y, 1H), 6,36 (d, J =2,4 I'n, 1H), 5,28 (br. s, 1H), 4,64-4,60 (m,
1H), 4,57 (d, J=4,8 ', 2H), 4,48 (q, J=6,8 T'u, 2H), 2,66 (s, 3H), 2,22-2,14 (m, 1H), 1,92-1,86 (m, 1H), 1,62 (d,
J=6,8 Ty, 3H), 1,43 (t,J = 6,8 I'y, 3H), 0,89 (t, J=7,2 T', 3H).

LC-MS (macca/3apsin) 406,1 (MH"); tg = 2,22 (criocob A).

Ipumep 121. 5 -(2-Drokcu-3-mupunmn)-3-metui-1-[ 1-metrmmponn]|-N-[(1-meTnn-1,2,4-Tprazon-3-
win)MeTun |nmupa3oino[4,3-b]mupuanH-7-aMyH, SHaHTHOMED |
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TIOJTYYCHHBIH ¢ IIPUMEHEHNEM TaKOH JXe TPOLENyphl, KaK ONnucaHHas Jurs npuMepa 29, u3l-(Brop-0yTui)-
5-(2-aTokcunupuIuH-3-1)-3-metiin- 1 H-nupaszono[4,3-b|uupuaun-7-amuna, sHantuomepa 1| u 1-mermn-1H-
1,2,4-tpuazon-3-kapbanpaeruaa.

'H SIMP (xopodopm-d, 400 MI'm): & 8,27 (dd, J=2,0, 7,2 T, 1H), 8,18 (dd, J=2,0, 5,2 T'u, 1H), 8,05 (s,
1H), 7,20 (s, 1H), 7,03 (dd, J=4,8, 7,2 T'n, 1H), 5,49 (br. s, 1H), 4,69-4,65 (m, 1H), 4,57 (d, J=4,8 I'y, 2H), 4,49
(q, J=6,8 I'y, 2H), 3,95 (s, 3H), 2,66 (s, 3H), 2,21-2,16 (m, 1H), 1,94-1,91 (m, 1H), 1,64 (d, J=6,4 I'u, 3H), 1,45
(t,J=7,2 Ty, 3H), 0,93 (t, J=7,2 ', 3H).

LC-MS (macca/3apsin) 421,1 (MH"); tg = 2,26 (cnioco6 C).

Ipumep  122.  5-(2-Drokcu-3-mupunmn)-3-metui-1-[ 1-metrmmponn|-N-[(1-meTnn-1,2,4-Tprazon-3-
WiI)MeTwi [nmupa3oiio[4,3-bmupuanH-7-aMyuH, SHaHTHOMED 2

TIOJTYYSHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, Kak OolMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupuuH-3-1mi)-3-metiin- 1 H-nupaszono[4,3-buupuaun-7-amuna, sHantuomepa 2 u 1-mermn-1H-
1,2,4-tpuazon-3-kapOanpaeruia.

'H SIMP (xnopodopm-d, 400 MI'n): & 8,26 (dd, J=2.0, 7,2 T'u, 1H), 8,18 (dd, J=2.0, 5,2 T'u, 1H), 8,05 (s,
1H), 7,21 (s, 1H), 7,03 (dd, J=4,8, 7,2 T'u, 1H), 5,49 (br. s, 1H), 4,68-4,65 (m, 1H), 4,57 (d, J=4,8 I'u, 2H), 4,49
(q, J=6,8 I'y, 2H), 3,95 (s, 3H), 2,65 (s, 3H), 2,21-2,16 (m, 1H), 1,94-1,89 (m, 1H), 1,64 (d, J=6,8 I', 3H), 1,45
(t, J=6,8 I'y, 3H), 0,93 (t, J=7,6 'y, 3H).

LC-MS (macca/3apsin) 421,1 (MH"); tg = 2,29 (cnioco6 C).

[Tpumep 123. 5-(2-Ortokeun-3-mupunnn)-3-metuia-N-[ (5-metui-1,3,4-okcannazon-2-um)metun |- 1-[ 1-
METHIIIPOTIHI | upa3oio[4,3-b Jnupuaun-7-aMuH, SHaHTHOMED 1

TIOJIYICHHBIN C IPUMEHEHNEM TaKOH JKe MPOLEAyphl, KaKk ONHCaHHAs JJs puMepa 29, u3 1-(BTop-0yTui)-
5-(2-s3ToxcunupuanH-3-wmn)-3-meTi- 1 H-mupaszomno[4,3-b]mupunun-7-amuna, sHanTHoMepa 1 u S-metun-1,3,4-
OKcaana3on-2-kapbampaeruaa.

'H SIMP (xnopodopm-d, 400 MI'm): & 8,30-8,28 (m, 1H), 8,21-8,20 (m, 1H), 7,25 (s, 1H), 7,06-7,01 (m,
1H), 5,28-5,20 (m, 1H), 4,76-4,64 (m, 3H), 4,51 (q, J=7,2 I'y, 2H), 2,66 (s, 3H), 2,58 (s, 3H), 2,23-2,18 (m, 1H),
1,94-1,91 (m, 1H), 1,65 (d, J=6,4 I'y, 3H), 1,45 (t, J = 6,8 I'y, 3H), 0,91 (t, J=7,2 I'y, 3H).

LC-MS (macca/3apsn) 422,1 (MH"); tg = 2,22 (cnoco6 C).

[Ipumep 124. 5-(2-Orokeu-3-nupunnn)-3-metuia-N-[ (5-metui-1,3,4-okcanuazon-2-unm)merui|-1-[ 1-
MeTwimnpornwi nupasoino[4,3-bmupuanH-7-aMuH, SHAaHTHOMED 2

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, KaKk onMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupuIuH-3-1)-3-metiin- 1 H-nupaszono[4,3-b|nupuaun-7-amuna, sHaHTHOMepa 2 U S-metmi-1,3,4-
OKcaana3on-2-kapbampaeruaa.

'H SIMP (xnopodopm-d, 400 MI'm): § 8,30-8,28 (m, 1H), 8,20-8,19 (m, 1H), 7,25 (s, 1H), 7,06-7,02 (m,
1H), 5,20-5,18 (m, 1H), 4,73-4,71 (m, 2H), 4,63-4,61 (m, 1H), 4,51 (q, J = 7,2 I'u, 2H), 2,66 (s, 3H), 2,58 (s,
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3H), 2,23-2,16 (m, 1H), 1,94-1,90 (m, 1H), 1,65 (d, J=6,4 I'u, 3H), 1,44 (t, J=6,8 T'u, 3H), 0,91 (t, J=7,2 ', 3H).
LC-MS (macca/3apsn) 422,1 (MH"); tg = 2,17 (cnoco6 C).
IMpumep 125. 5-(2-Ortokcu-3-mupuann)-N-[(5-MeTOKCH-3-TUpUIIT)METHI |-3-MeTHII- | -[ | -MeTrmp o |
nupasono[4,3-b]mupunuH-7-aMuH, SHAHTHOMED 2

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, Kak olMcanHas il npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupuIuH-3-1i)-3-mMetii- 1 H-nupazono[4,3-bJnupuaun-7-amuHa, SHAHTUOMEpa 2 u 5-
METOKCUHUKOTUHAIIbAETHIA.

'H IMP (DMSO-d, 400 MT'nr): & = 8,21 (s, 1H), 8,16 (d, J=2.,8 T', 1H), 8,13 (s, 1H), 8,12 - 8,09 (m, 1H),
7,33 - 7,32 (m, 1H), 7,05 - 7,02 (m, 1H), 6,93 (s, 1H), 6,91 (s, 1H), 4,96-4,93 (m, 1H), 4,57 - 4,56 (m, 2H), 4,25-
4,20 (m, 2H), 3,75 (s, 3H), 2,44 (s, 3H), 1,98 - 1,74 (m, 2H), 1,48 (d, J = 6,4 'y, 3H), 1,08 (t, J = 7,0 'y, 3H),
0,73 (t, J=7,6 ', 3H).

LC-MS (macca/3apsin) 447,1 (MH"); tg = 1,62 (crocob A).

[Tpumep 126. 5-(2-Orokeu-3-mupunni)-N-[ (2-MeTokcH-4-puanT )MeTh | -3-MeTui- 1 -[ 1 -meTw-
npomnui|nmupa3oio[4,3-b | mupuanH-7-aMyH, JHAHTHOMED 2

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, KaKk olMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-3TokcunupuanH-3-wmn)-3-meTui- 1 H-mupaszomno[4,3-b]mupunnH-7-amuHa, JSHAHTHOMEpa 2 u 2-
METOKCHHU30HUKOTHHAIBACTHIA.

'H SIMP (xsopopopm-d, 400 MI'n): & = 8,24 (dd, J = 2,0, 7,6 I'u, 1H),8,17 (d, J = 5,6 T'w, 1H), 8,15 (dd,
J=1,6, 4,8 I'n, 1H), 7,07 (s, 1H), 7,00 (dd, J = 5,2, 7,6 T'u, 1H), 6,91 (d, J = 4,0 I', 1H), 6,78 (s, 1H), 4,80 (brs,
1H), 4,55 (d, J = 5,6 T'm, 3H), 4,35 (q, ] = 6,8 I'y, 2H), 3,94 (s, 3H), 2,66 (s, 3H), 2,26 - 2,15 (m, 1H), 1,95 - 1,85
(m, 1H), 1,64 (d, J = 6,4 I'y, 3H), 1,25 (t, ] = 6,8 I';, 3H), 0,90 (t, J = 7,6 'y, 3H).

LC-MS (macca/3apsin) 447,1 (MH"); tg = 1,96 (crioco6 A).

Mpumep 127. 5-(2-Otokcu-3-nupuamin)-3-metui-1-[ 1-metuanponuin]-N-[ (2-MeTHITeTpa30-5-nr)Me T
npasono[4,3-b|nupuauH-7-aMuH, SHAaHTHOMED 2

TIOJIYYCHHBIN C IPUMEHEHNEM TaKOH JKe MPOLEAYphl, KaK ONMHCAaHHAs JJs puMepa 29, u3 1-(BTop-0yTuin)-
5-(2-aToxcunupuanH-3-wmn)-3-meTii- 1 H-mupaszomno[4,3-b]mupunun-7-amMmuHa, 3HaHTHOMepa 2 W 2-meTmin-2H-
TeTpa3oi-5-kapbanpaeruaa.

'H IMP (xopodopm-d, 400 MI'm): & 8,28 (dd, J = 7,6, 2,0 T, 1H), 8,18 (dd, J = 5,2, 2,0 ', 1H), 7,27 (s,
1H), 7,05-7,02 (m, 1H), 5,31-5,28 (m, 1H), 4,79 (d, J=5,2 I'u, 2H), 4,67-4,62 (m, 1H), 4,50 (q, J=6,8 T'u, 2H),
4,39 (s, 3H), 2,67 (s, 3H), 2,24-2,17 (m, 1H), 1,95-1,88 (m, 1H), 1,65 (d, J=6,8 I'u, 3H), 1,45 (t, J=7,2 T'u, 3H),
0,92 (t, J=7,2 T'u, 3H).

LC-MS (macca/3apsn) 422,1 (MH"); tg = 2,03 (cnoco6 C).
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[Ipumep 128. 5-(2-Otokeu-3-nupunnn)-3-metui-N-[ (5-metun-1,2,4-okcanuazon-3-um)merun|-1-[ 1-
MeTwimnponwi nupasoino[4,3-bnupuanH-7-aMuH, SHaHTHOMED 2

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, Kak OolMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupuuH-3-1i)-3-metiin- 1 H-nupaszono[4,3-b|nupuaun-7-amuna, sHaHTHOMepa 2 U S-metmi-1,2,4-
OKcaana3on-3-kapbanpaeruaa.

'H SIMP (xopodopm-d, 400 MI'm): & 8,26 (dd, J=2,0, 7,2 T, 1H), 8,18 (dd, J=2,0, 4,2 T, 1H), 7,24 (s,
1H), 7,03 (dd, J=4,4, 7,2 I'u, 1H), 5,17 (br. s, 1H), 4,65-4,60 (m, 3H), 4,50 (q, J=7,2 I'n, 2H), 2,65 (s, 3H), 2,64
(s, 3H), 2,23-2,16 (m, 1H), 1,93-1,90 (m, 1H), 1,64 (d, J=6,4 I'y, 3H), 1,44 (t, J=6,8 ', 3H), 0,92 (t, J=7,6 I'L,
3H).

LC-MS (macca/3apsin) 422,1 (MH"); tg = 2,05 (cnioco6 C).

I[Mpumep 129. 5-(2-Oroxcu-3-mupuann)-3-meTri-N-[(2-MeTriokca3on-4-mi)metnin|- 1 -[ 1 -MeTuampornw |
npasono[4,3-b|nupuauH-7-aMUH, SHAaHTHOMED 2

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAYphl, Kak ONMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTui)-
5-(2-aTokcunupuIuH-3-1i)-3-metii- 1 H-nupazono[4,3-b | nupuaun-7-amuHa, SHAHTUOMEpa 2 u 2-
METHIIOKCa30J1-4-KapOabaernaa.

'H AMP (x1opoopm-d, 400 MI'm): & = 8,27 (dd, J=2,0, 7,2 ', 1H), 8,18 (dd, J=2,0, 5,2 T'u, 1H), 7,54 (s,
1H), 7,18 (s, 1H), 7,03 (dd, J=4,8, 7,2 ', 1H), 5,11 - 4,91 (m, 1H), 4,61 - 4,55 (m, 1H), 4,48 (q, J=7,2 I'y, 2H),
4,40 (d, J=4,8 ', 2H), 2,65 (s, 3H), 2,49 (s, 3H), 2,21 - 2,14 (m, 1H), 1,92 - 1,85 (m, 1H), 1,63 (s, 3H), 1,40 (t,
J=7,2 T, 3H), 0,89 (t, J=7,2 I'n, 3H).

LC-MS (macca/3apsin) 421,1 (MH'); tg = 1,9 (crocob A).

IIpumep 130. 5-(2-Ortokcu-3-mupuann)-N-(1 H-umunazon-4-wimMetn)-3-meTwi- 1 -[ | -MeTuiamporn Jnupa-
30510[4,3-b]mupuauH-7-aMuH, SHAHTHOMED 2

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, Kak OonMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTui)-
5-(2-aTokcunupuuH-3-1i)-3-metuin- 1 H-nupaszono[4,3-bnupuaun-7-amuna, sHantuomepa 2 u 1 H-umnnazon-4-
KapOasberuaa.

'H SAMP (xnopodopm-d, 400 MI'm): & = 8,25 (dd, J = 2,0, 7,2 I'n, 1H), 8,17 (dd, J = 2,0, 4,8 ', 1H), 7,67
(d,J=1,2Tn, 1H), 7,21 (s, 1H), 7,03 (s, 1H), 7,02 - 7,00 (m, 1H), 5,57 - 5,08 (m, 1H), 4,63 - 4,60 (m, 1H), 4,50-
4,51 (m, 4H), 2,64 (s, 3H), 2,18 - 2,12 (m, 1H), 1,90 - 1,85 (m, 1H),1,61 (d, J = 6,4 ', 3H), 1,41 (t, J = 7,2 I'L,
3H), 0,87 (t,J =7,2 I'u, 3H).

LC-MS (macca/3apsin) 406,1 (MH"); tg = 1,35 (crocob A).

[Tpumep 131. 5-(2-Orokeu-3-mupumnn)-3-metui-1-[ 1 -metunmponwn |-N-[ (5-meTwi- 1 H-nmpazon-3-
WiI)MeTwi [nmupa3oiio[4,3-bmupuanH-7-aMyuH, SHaHTHOMED 2
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TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEeAyphl, KaKk onMcanHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupuIuH-3-1)-3-metiin- 1 H-nupaszono[4,3-bnupuaun-7-amuna, sHantuomepa 2 u S-metmi-1H-
nHpa3oi-3-Kapoanbaerua.

'H SIMP (xnopocpopm-d, 400 MI'm): & = 8,27 (dd, J = 2,0, 7,2 T'u, 1H), 8,18 (dd, J = 2,0, 4,8 I'u, 1H), 7,20
(s, 1H), 7,04 - 7,01 (m, 1H), 6,08 (s, 1H), 5,28 (brs, 1H), 4,61 - 4,58 (m, 1H), 4,51 - 4,46 (m, 4H), 2,65 (s, 3H),
2,35 (s, 3H), 2,21 - 2,14 (m, 1H), 1,91 - 1,85 (m, 1H), 1,62 (d, J=6,8 ', 3H), 1,43 (t,J = 6,8 I'y, 3H), 0,89 (t, J=

7,6 T'u, 3H).
LC-MS (macca/3apsin) 420,1 (MH"); tg = 1,85 (crocob A).
[Tpumep 132. 5-(2-Oroken-3-mupuann)-3-metui-N-[ (1 -meTrumumuaazon-4-min)metun|-1-[ 1 -meTui-

nponui|mupa3oio[4,3-b | mupuanH-7-aMyH, JHAaHTHOMED 2

TIOJIYICHHBIN C IPUMEHEHNEM TaKOH JKe MPOLEAyphl, KaK ONHCAaHHAs I puMepa 29, u3 1-(BTop-0yTuin)-
5-(2-aToxcunupuanH-3-wmn)-3-meTii- 1 H-mupaszomno[4,3-b]mupunun-7-amuHa, 3HaHTHOMepa 2 W 1-metmi-1H-
MMHZa30I1-4-KapOanbaeruia.

'H SIMP (xnopodopm-d, 400 MI'): & = 8,28 (dd, J = 2,0, 7,6 T'u, 1H), 8,17 (dd, J = 2,0, 4,8 T'i, 1H), 7,45
(s, 1H), 7,20 (s, 1H), 7,04 - 7,01 (m, 1H), 6,88 (s, 1H), 5,25 (brs, 1H), 4,61 - 4,58 (m, 1H), 4,48 (q, J = 6,8 I'Ly,
2H), 4,42 (d, J = 4,8 T'u, 2H), 3,70 (s, 3H), 2,65 (s, 3H), 2,18- 2,13 (m, 1H), 1,89-1,85 (m, 1H), 1,60 (d, J=6,8
I'y, 3H), 1,42 (t, J=6,8 T'u, 3H), 0,88 (t, J = 7,2 ', 3H).

LC-MS (macca/3apsn) 420,1 (MH"); tg = 1,38 (crocob A).

Mpumep 133. 5-(2-Ortokcu-3-nupuamn)-3-metiin-N-[(2-MeTHI0Kca301-5-mn)MeTi| - 1 -[ 1 -meTrmponi]
npasono[4,3-b|uupuauH-7-aMUH, SHAaHTHOMED 2

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, KaKk olMcanHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupuIuH-3-1)-3-metii- 1 H-nupazono[4,3-bnupuaun-7-amuHa, SHAaHTUOMEpa 2 u 2-
METHIIOKCA30JI-5-KapOabaernaa.

'H SAMP (xnopodopm-d, 400 MI'n): & = 8,27 (dd, J = 2,0, 7,6 ', 1H), 8,18 (dd, J = 2,0, 4,8 I'n, 1H), 7,25
(s, 1H), 7,03 (dd, J = 4,8, 7,6 T'u, 1H), 6,94 (s, 1H), 4,62 (brd, ] = 4,8 T'u, 1H), 4,55 - 4,46 (m, 5H), 2,65 (s, 3H),
2,47 (s, 3H), 2,21 - 2,13 (m, 1H), 1,91 - 1,84 (m, 1H), 1,62 (d, J = 6,8 I';, 3H), 1,41 (t, J = 6,8 I'y, 3H), 0,87 (t,
J=7,6 I'n, 3H).

LC-MS (macca/3apsin) 421,1 (MH"); tg = 1,81 (crioco6 A).

I[Mpumep 134. 3-Metun-1-[1-metrmmponwn]-N-[(1-meTnn-1,2,4-Tpua3on-3-mwi)MeTwi|-5-(2-mpormokcu-3-
TMUPHUIAIT)TAPa30Jio[4,3-bmupunuH-7-aMyuH, SHAHTHOMED 2
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TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, Kak OoMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupuuH-3-1i)-3-metiin- 1 H-nupaszono[4,3-b|uupuaun-7-amuna, sHantuomepa 2 u 1-mermn-1H-
1,2,4-tpuazon-3-kapOanpaeruaa.

'H SIMP (xsopodopm-d, 400 MTI'): & 8,27-8,25 (m, 1H), 8,19-8,17 (m, 1H), 8,06 (s, 1H), 7,19 (s, 1H),
7,04-7,01 (m, 1H), 5,50-5,48 (m, 1H), 4,71-4,66 (m, 1H), 4,56 (d, J=2,2 I', 2H), 4,39 (t, J=6,8 I'u, 2H), 3,96 (s,
3H), 2,66 (s, 3H), 2,24-2,18 (m, 1H), 1,91-1,83 (m, 3H), 1,65 (d, J=3,2 I'y, 3H), 1,06 (t, J=7,2 ', 3H), 0,94 (t,
J=7,2Tn, 3H).

LC-MS (macca/3apsin) 435,1 (MH"); tg = 2,05 (cnioco6 C).

IMpumep 135. 3-Metuin-1-[1-metunmpornmin |-5-(2-nponokcu-3-mupuami )-N-( 1 H-nupa3zon-3 -uinmMeTn ) mm-
pazouno[4,3-b|mupuanH-7-aMuH, JHAHTHOMED 2

N
N//N A
I N
0 A~V
J b o~
N%
2

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAYphl, Kak olMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupuIuH-3-1i)-3-metiin- 1 H-nupaszono[4,3-b|nupuaun-7-amuna, sHantromepa 2 u 1H-nmpazon-3-
KapOaJberuaa.

'"H SIMP (xnopodopm-d, 400 MT'n): § 12,66 (s, 1H), 8,16-8,11 (m, 2H), 7,57 (s, 1H), 7,10-7,06 (m, 2H),
6,71 (t, J=6,0 I'n, 1H), 6,15-6,14 (m, 1H), 4,93-4,91 (m, 1H), 4,50 (d, J = 5,6 T'u, 2H), 4,26 (t, J=6,8 'y, 2H),
2,45 (s, 3H), 2,00-1,92 (m, 1H), 1,76-1,67 (m, 3H), 1,47 (d, ] = 6,4 'y, 3H), 0,94 (t, J =7,2 'y, 3H), 0,73 (t, ] =
7,2 Ty, 3H).

LC-MS (macca/3apsn) 420,1 (MH"); tg = 2,1 (croco6 C).

I[Mpumep 136. 5-(2-Oroxcu-3-mupuamn)-1-[1-metummpornmi]-N-(1H-mupazon-3-unmmernn)mupaszono[4,3-
b Jnupuann-7-amMuH, SHaHTHOMED 1

N%
Hh—1

TIOJTYYEHHBIH C TPUMEHEHHEM TaKOH e MpoLeaAypHl, KaK onucaHHas Juis npuMepa 29, u3 1 -(BTop-0yTnin)-
5-(2-arokcunupunus-3-un)- 1 H-nmupasono[4,3-bmupunun-7-amuHa, SHantHomepa | u  1H-mmpazon-3-
KapOabaerna.

'H IMP (xmopodopm-d, 400 MI'm): & 8,24-8,19 (m, 3H), 7,62 (d, J=2,0 I'u, 1H), 7,23 (s, 1H), 7,04-7,01
(m, 1H), 6,37 (d, J = 2,4 ', 1H), 5,45 (s, 1H), 4,71-4,67 (m, 1H), 4,59 (d, J = 4,8 ', 2H), 4,49 (q, J=6,8 I'L,
2H), 2,25-2,18 (m, 1H), 1,94-1,90 (m, 1H), 1,66 (d, J=6,4 T'u, 3H), 1,44 (t, J = 7,2 I'y, 3H), 0,9 (t, J = 7,2 T'yy,
3H).

SFC: tg = 4,729 mun, ee% = 97,49%. LC-MS (macca/3apsn) 392 (MH"); tg = 2,23 (crocob A).

Ipumep 137. 5-(2-Oroxcu-3-mupuamn)-1-[1-metummpornuin]-N-(1H-mupazon-3-unmmernn)mupaszono[4,3-
b]mupunuH-7-aMuH, 3HaHTHOMED 2
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TIOJTYYSHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, KaKk OlMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-arokcunupunus-3-mn)- 1 H-nmupasono[4,3-bmupunun-7-aMmuHa, SHaHtHOoMepa 2 u  |H-mmpazon-3-
KapOasbernaa.

'H aMP (xmopodopm-d, 400 MI'm): & 8,24-8,18 (m, 3H), 7,61 (d, J=2,4 I'u, 1H), 7,23 (s, 1H), 7,04-7,01
(m, 1H), 6,37 (d, J = 2,4 ', 1H), 5,44 (s, 1H), 4,71-4,67 (m, 1H), 4,59 (d, J = 4,8 ', 2H), 4,49 (q, J=6,8 I'L,
2H), 2,25-2,18 (m, 1H), 1,96-1,90 (m, 1H), 1,66 (d, J=6,8 T', 3H), 1,43 (t, J = 7,2 I'y, 3H), 0,9 (t, J = 7,2 Ty,
3H).

SFC: tg = 4,453 mun, ee% = 94,84%. LC-MS (macca/3apsn) 392,1 (MH+); tr = 2,23 (criocob A).

IIpumep 138. 5-(2-Ortokcu-3-mupunnn)-N-[(5-metnn-1,3,4-okcaquazon-2-mwi)metni]-1-[ I -MeTuampornw |
nupasosio[4,3-b|mupunuH-7-aMuH, SHaHTHOMED |

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, Kak olMcaHHas uisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupunus-3-mn)- 1 H-nmupasono[4,3-bmupunun-7-aMmuHa, sHaHtmomepa 1 wu  S-merumin-1,3,4-
OKcaana3on-2-kapoampaeruaa.

'H AMP (xnopodopm-d, 400 MI'm): & 8,24-8,20 (m, 3H), 7,25 (s, 1H), 7,03 (dd, J = 4,8, 7,2 ', 1H), 5,37
(brs, 1H), 4,73-4,69 (m, 3H), 4,51 (q, J = 7,2 T'u, 2H), 2,58 (s, 3H), 2,27-2,19 (m, 1H), 1,97-1,93 (m, 1H), 1,68
(d, J=6,4 I'u, 3H), 1,44 (t, J=7,2 I'u, 3H), 0,92 (t, ] = 7,2 I'y, 3H).

SFC-MS: tg = 4,24 MuH, ee% = 98,70%. LC-MS (macca/3apsn) 408 (MH"); tg = 2,4 (croco6 C).

IMpumep 139. 5-(2-DOrtokcu-3-mupunnin)-N-[(5-metnn-1,3,4-okcaquazon-2-mwi)mMetni]-1-[ | -MeTuampornw |
nupasono[4,3-b]mupunuH-7-aMuH, SHAHTHOMED 2

TIOJIYICHHBIN C IPUMEHEHNEM TaKOH JKe MPOLEAYphl, KaKk ONMHCAaHHAs JJs rpuMepa 29, u3 1-(BTop-0yTuin)-
5-(2-arokcunupunus-3-un)-1 H-mupasono[4,3-bmupunun-7-aMuHa,  sHaHTHOMepa 2 ®  S-merui-1,3,4-
OKcaana3oi-2-Kapoaibaernia.

'H SIMP (xnopodpopm-d, 400 MI'm): & 8,25-8,20 (m, 3H), 7,25 (s, 1H), 7,03 (dd, J = 4.8, 7,2 T', 1H), 5,31
(brs, 1H), 4,73-4,68 (m, 3H), 4,51 (q, J = 7,2 T'u, 2H), 2,59 (s, 3H), 2,27-2,20 (m, 1H), 1,97-1,94 (m, 1H), 1,68
(d,J=6,4Tn,3H), 1,45 (t,J =7,2 'y, 3H), 0,92 (t, ] = 7,2 'y, 3H).

SFC-MS: tg = 3,997 mun, ee% = 97,68%. LC-MS (macca/3apsn) 408,1 (MH"); ty = 2,4 (cioco6 C).
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[Ipumep 140. 5-(2-Ortokcu-3-nupuauin)-1-[1-metunnponun]-N-[(1-meTnn-1,2,4-Tprazon-3-uin)MeTui | nu-
pazoio[4,3-b]mupunuH-7-aMuH, 3HaHTHOMED |

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, KaKk OoMcanHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupunus-3-mn)- 1 H-mupasono[4,3-b]mupunun-7-amuHa, sHantHomepa 1 u  1-mermn-1H-1,2,4-
Tpra3oi-3-kapOabaerusia.

'H IMP (xs0podopm-d, 400 MT'n): & 8,25-8,19 (m, 3H), 8,07 (s, 1H), 7,23 (s, 1H), 7,03 (dd, J = 4,8, 7.2
I'y, 1H), 5,61 (brs, 1H), 4,79-4,74 (m, 1H), 4,59 (d, J = 4,8 ', 2H), 4,50 (q, J = 7,2 T'u, 2H), 3,96 (s, 3H), 2,27-
2,22 (m, 1H), 1,98-1,93 (m, 1H), 1,68 (d, J = 6,8 I';, 3H), 1,46 (t,J = 7,2 I'u, 3H), 0,95 (t, J = 7,2 'y, 3H).

SFC-MS: tg = 4,97 mMuH, ee% = 98,60%. LC-MS (macca/3apsn) 407 (MH"); tg = 2,44 (cioco6 C).

IMpumep 141. 5-(2-Ortokcu-3-mupuawn)-1-[1-metunmpomnun]-N-[(1-mMeTnn-1,2,4-Tpra3od-3-ur)MeTHI | TTH-
pazoino[4,3-b|mupuanH-7-aMuH, JHAHTHOMED 2

TIOJTYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEeAyphl, KaKk OoMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupunus-3-mn)- 1 H-nmupasono[4,3-b]mupunun-7-amuHa, 5SHantuomepa 2 u  1-mermin-1H-1,2,4-
TpHa30JI-3-kapoanpaerua.

'H SIMP (xnopodopm-d, 400 MI'm): & 8,24-8,19 (m, 3H), 8,07 (s, 1H), 7,23 (s, 1H), 7,03 (dd, J = 4,8, 7,2
I'y, 1H), 5,60 (brs, 1H), 4,78-4,73 (m, 1H), 4,59 (d, J = 4,8 T'u, 2H), 4,50 (q, J = 7,2 I', 2H), 3,96 (s, 3H), 2,27-
2,22 (m, 1H), 1,98-1,93 (m, 1H), 1,68 (d, J = 6,8 I';, 3H), 1,46 (t,J = 7,2 I'u, 3H), 0,95 (t, J = 7,2 I'y, 3H).

SFC-MS: tg = 4,66 muH, ee% = 96,90%. LC-MS (macca/3apsn) 407,1 (MH+); tr = 2,44 (cioco6 C).

Ipumep 142. 1-M3onponmi-3-meTmin-N-[( 1-MeTHIMMIIa3071-4-FIT)METHII |-5-(2-TIpOTTOKCH-3 -TIMPHIHIT)
nupasofo[4,3-b]mupunuH-7-aMuH

N~ /N
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MOJYYEHHBIH ¢ IPUMEHEHUEM TAKOM e MPOILeAyphl, Kak ONMcaHHast [yt mpumepa 29, u3 1-u3onpomnui-3-
MeTHI-5-(2-TIporoKkcunupuInH-3-mi)- 1 H-mupazomno[4,3-b]mupunua-7-amuaa  u  1-metun-1H-umunazon-4-
KapOabaerna.

'H SIMP (xmopodopm-d, 400 MI'm): & 8,28-8,26 (m, 1H), 8,20-8,18 (m, 1H), 7,46 (s, 1H), 7,18 (s, 1H),
7,05-7,02 (m, 1H), 6,91 (s, 1H), 5,43 (brs, 1H), 4,94-4,90 (m, 1H), 4,45-4,44 (m, 2H), 4,38 (t, J=6,8 I'u, 2H),
3,70 (s, 3H), 2,65 (s, 3H), 1,87-1,78 (m, 2H), 1,62 (d, J=6,8 'y, 6H), 1,05 (t, J=7,6 ', 3H).

LC-MS (macca/3apsn) 420,1 (MH"); tg = 1,75 (cnoco6 C).
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Mpumep 143. 1-Uzonpommi-3-MeTui-5-(2-nponokcu-3-mupuamt)-N-(1 H-iupa3zon-3-uiMeTrn) mupa3olio
[4,3-bmupuaun-7-aMuH
7
N A /N

N
N
o} \IN'
S~

N?

MOJy4EHHBIH ¢ IPUMEHEHHEM TaKoIl Jke Mpoleyphl, KaK OMUCAHHAs I mpuMepa 29, u3 1-uzonpomnun-3-
MeTmII-5-(2-nponokcunupuauH-3-mi)-1 H-nupaszono[4,3-buupuann-7-amuna u 1 H-nmpazon-3-kapOanbaeruma.

'H SAMP (x10podopm-d, 400 MI'm): § 8,25-8,23 (m, 1H), 8,19-8,17 (m, 1H), 7,61 (d, J = 1,2 'y, 1H), 7,18
(s, 1H), 7,05-7,01 (m, 1H), 6,36 (d, J=1,2 I'n, 1H), 5,40 (brs, 1H), 4,96-4,90 (m, 1H), 4,58 (d, J=2,4 T'u, 2H),
4,38 (t, J=7,2 I'n, 2H), 2,65 (s, 3H), 1,86-1,82 (m, 2H), 1,64 (d, J=3,2 I'y, 6H), 1,05 (t, J=7,6 'y, 3H).

LC-MS (macca/3apsin) 406,1 (MH"); tg = 1,83 (crocob A).

IMpumep 144. 5-(2-Otokcu-3-mmupuamn)-3-metui-1-[ 1-metmmponmi]-N-(1H-1,2,4-tpruazon-3-ummeTr)
nupasono[4,3-b]mupunuH-7-aMuH, SHAHTHOMED 2

TIOJTYYSHHBIH ¢ IPUMEHEHNEM TaKOW e MPOLEAyphl, KaKk olMcaHHas Juisl npumepa 29, u3 1-(Brop-0yTni)-
5-(2-aTokcunupuuH-3-mn)-3-metin-1 H-nupazono[4,3-bJuupuaun-7-amuna, sHantHomepa 2 u  1-((2-
(TpuMmeTnicuin)3Tokcu)MeTrin)- 1 H-1,2,4-tprazoin-3-kapOanpiernaa ¢ MocieayomuM yAaJeHHeM 3allluTHOH
rpynmnsl ¢ nomousio TFA.

'H siMP (xaopodopm-d, 400 MI'): & 11,58 (brs, 1H), 8,25 (d, ] =2,0 I'u, 1H), 8,23-8,17 (m, 2H), 7,19 (s,
1H), 7,01 (dd, J = 4,8, 7,2 I'n, 1H), 5,51 (brs, 1H), 4,69-4,66 (m, 3H), 4,48 (q, J = 7,2 I'y, 2H), 2,66 (s, 3H),
2,22-2,16 (m, 1H), 1,93-1,89 (m, 1H), 1,64 (d, ] = 6,8 I'y, 3H), 1,42 (t,J = 6,8 I', 3H), 0,91 (t, J = 7,2 I';, 3H).

LC-MS (macca/zapsix) 407,1 (MH"); tg = 1,91 (cioco6 C) [a]p™ -3,40 (c = 1,0, DCM).

[Tpumep 145. 1-M3onpormun-3-metun-N-[(1-meTnn-1,2,4-Tprazon-3-mi)MeTun|-5-(2-mpomokcu-3-
TMUPHTAI )TAPa30Jio[4,3-b | mupunuH-7-aMuH

4 I
Ny N\ A
| N
(0] P N’
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MOJTy4EHHBIH ¢ IPUMEHEHHEM TaKoIl Jke Mpolelyphl, KaK OMUCAHHAs I mpuMepa 29, u3 1-usonpomnun-3-
MeTwI-5-(2-nponokcunupuauH-3-mi)- 1 H-nupasono[4,3-bnupuaun-7-amuna u 1H-1,2,4-tpua3on-3-

KapOaJbieruaa.

'H SIMP (xmopodopm-d, 400 MI'm): & = 8,26-8,23 (m, 1H), 8,19-8,17 (m, 1H), 8,06 (s, IH),7,18(s, 1H),
7,04-7,01 (m, 1H), 5,52-5,51 (m, 1H), 5,01-4,95 (m, 1H), 4,57 (d, J = 4,8 ', 2H), 4,38 (t, J=6,8 ', 2H), 3,95
(s, 3H), 2,65 (s, 3H), 1,90-1,81 (m, 2H), 1,66 (d, J=6,4 I'nu, 6H), 1,05 (t, J = 7,6 I', 3H).

LC-MS (macca/3apsin) 421,1 (MH"); tg = 2,1 (crioco6 B).

IIpumep 146. 1-M3onponmi-3-meTmir-5-(2-mponokcu-3-mupuann)-N-(1H-1,2,4-tpua3o-3-unmeTun) mupa-
30110[4,3-b]mupuauH-7-aMuH

MOJyYEHHBIH ¢ IPUMEHEHHEM TaKoil Jke MpoleNyphl, KaK OMUCAHHAs I mpuMepa 29, u3 1-uzonpomnun-3-
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MeTmII-5-(2-nponokcunupuuH-3-1i)- 1 H-nupasono[4,3-bnupuaun-7-amuna u 1-((2-(TpUMETHIICHINII)ITOKCH)
metmin)-1H-1,2,4-Tpuazon-3-kapbanbiernia ¢ Hocie yonyM yaaIeHHeM 3aiuTHON rpynmsl ¢ nomomibio TFA.

'H SIMP (xmopodopm-d, 400 MI'n): & 8,20-8,17 (m, 2H), 8,14 (s, 1H), 7,14 (s, 1H), 7,03 (dd, J = 4,2, 7,6
I'u, 1H), 5,59 (brs, 1H), 5,00-4,94 (m, 1H), 4,64 (s, 2H), 4,36 (t, ] = 6,8 I';, 2H), 2,65 (s, 3H), 1,85-1,76 (m, 2H),
1,65 (d,J=6,8 'y, 6H), 1,01 (t,J =7,2 ', 3H).

LC-MS (macca/3apsin) 407,1 (MH"); tg = 1,91 (cnioco6 C).

Ipumep 147. 1-MBonpommn-3-meTn-N-[(1-MeTunmupason-4-ui)MeTu |-5-tua3on-2-mimupas3ono[4,3-

b mupuann-7-amMuH
J S
Br: N (
= | \N N/ /N
NN s,/
~ .
A

[ N
N
NH)\

NH
\ N—N

B pactBop  5-6pom-1-msonpomnmi-3-metnin-N-((1-metnn-1H-nmpazon-4-mn)merwn)- 1 H-nmupa3zono[4,3-
bmupuann-7-amuna (50 mr, 0,14 mmons) B DMF (2 M) mob6asnsumu 2-(tpubytrncranani)tuaszon (103 mr, 0,28
mmons) 1 Pd(PPh;), (16 mr, 0,013 mmons). Cmecs GapboTupoBaiu ¢ nmomomnipio N, u HarpeBanu npu 80°C B
tederne 2 4. CMech OXJIaXIallu 0 KOMHATHOW TeMItepaTypsl, 100aBisu sTunaneTaT (20 mi) u Boxy (10 mi).
Oprannyeckuii cioif npomsiBany Bojor (10 mur x 2), coneBsiM pactBopoM (10 mur), BeicymmBany Hag Na,SOy,
buIbTpOBANTH U KOHIIEHTPHUPOBaIU. HeounieHHOE BENIeCTBO OUHIIAIM ¢ TToMOIIbio penapatuBaoit TLC (SiO,,
JTWIIAINETAT) ¢ ToiydeHueM |-n3omnponui-3-metun-N-((1-metmi- 1 H-mupa3zon-4-nm)mernn)-5-(tuazon-2-mm)-1H-
nupasonio[4,3-b]mupunun-7-amuHa (10 Mr).

'H SIMP (xsopopopm-d, 400 MI'n): & 7,88 (d, J = 3,2 I'n, 1H), 7,58 (s, 1H),7,46 (s, 2H), 7,40 (d, ] = 3,2
I'u, 1H), 4,75-4,68 (m, 1H), 4,54 (brs, 1H), 4,46 (d, J = 4,8 ', 2H), 3,94 (s, 3H), 2,65 (s, 3H), 1,58 (d, J = 6,8
I'm, 6H).

LC-MS (macca/3apsin) 368 (MH'); tg = 1,91 (cnoco6 C).

pumep 148. 1-Mzonponmin-3-metun-N-[(1-metunnupazon-4-um)metni]-5-(5-MeTHaTHa3051-2- 1) mpa-

30710[4,3-b|nupunuH-7-aMuH
N
| TN
Z =N
NH )\

&

N—N
\

TIOJYYEHHBIH C NMPUMEHEHHEM TaKOW ke MpOLEXyphl, Kak onucaHHas aist npumepa 147, u3 5-6pom-1-
n3onponui-3-Mmetui-N-((1-metun- 1 H-mupazon-4-mwn)mermn)- 1 H-mupazono[4,3-b] mmpuawna-7-amuHa u  5-
MEeTHI-2-(TpUOY THIICTAHHIIT ) THA30J1a.

'H SIMP (600 MI', DMSO-d) & 7,62 (s, 1H), 7,56 (s, 1H), 7,43 (s, 1H), 7,20 (s, 1H), 6,86 (t, J=5,6 T,
1H), 5,16 (m,1H), 4,41 (d, J=5,5 I'u, 2H), 3,77 (s, 3H), 2,47 (s, 3H), 2,45 (s, 3H), 1,44 (d, J=6,3 'y, 6H).

LC-MS (macca/3apsin) 382,3 (MH'); tg = 0,51 (crioco6 D).

Ipumep 149. 1-Uzompormmn-3-metnun-N-[(1-meTunmupa3on-4-uin)MeTun|-5-(4-MeTHITHA301-2- 1T ) THpa-
30510[4,3-b]mupuauH-7-aMuH

/
N—N

TIOJIYICHHBIN ¢ TIPUMEHEHUEM TaKOW K€ MPOLEeAyphl, KaK omucaHHas i npumepa 147, u3 5-Opom-1-
uzonpommi-3-metuia-N-(( 1 -metun- 1 H-mupason-4-win)merwn)- | H-upazono[4,3-bmupuaun-7-aMuHa ¥ 4-METHII-
2-(TpuOYTHIICTAaHHWII) THA30J1a.

'H SIMP (500 MT'n, xnopodopm-d) & 7,60 (s, 1H), 7,47 (s, 1H), 7,45 (s, 1H), 6,96 (s, 1H), 4,73 (m, 1H),
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4,53 (s, 1H), 4,49 (s, 2H), 3,96 (s, 3H), 2,65 (s, 3H), 2,55 (s, 3H), 1,59 (d, ] = 6,4 'y, 6H).

LC-MS (macca/3apsn) 382,4 (MH'); tg = 0,51 (croco6 D).

I[Mpumep 150. 3-[1-M3onponwi-3-metni-7-[(1-MeTunmupason-4-ui)MeTHiIaMuHO [upaszosno[4,3-b]mupu-
JIUH-5-11]-5 -MEeTHIIOKCA30 M INH-2-0H
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[MepememmBanu cmech 5-0pom-1-uzonponmi-3-metun-N-[(1-mMeTunmumpazon-4-nin)merun|mupa3zono[4,3-
b]mupunun-7-amuna (20 mr, 0,06 MMoinb), S-MetuinokcazonuauH-2-oHa (7 mr, 0,07 mmoins), Pdy(dba); (5 wr,
0,006 mmomp), Xantphos (10 mr, 0,02 mmons), CS,CO3 (25 mr, 0,08 Mmmons) B nuokcane (2 mur) mpu 85°C B Te-
yeHue 12 4. CMech KOHIEHTPUPOBAIM C MOJydeHHeM ocTaTka. OCTaTOK OYMINAIM C MOMOINBIO MpEenapaTUBHON
HPLC ¢ mnomyuennem  3-[1-m3ompommi-3-metwi-7-[(1-MeTuamnupason-4-mwi)MeTHIaMuHO [nupasoio[4,3-
b mupuauH-5-m]-5-mMeTmiokcazonuauH-2-oHa (15 mr).

'H SIMP (xmopodopm-d, 400 MI'm): & = 7,59 (s, 1H), 7,55 (s, 2H), 4,80 (brd, J = 6,8 ', 1H), 4,74 - 4,64
(m, 1H), 4,63 - 4,56 (m, 1H), 4,47 (dd, J = 8,4, 10,4 I'y, 1H), 4,39 (d, J = 5,0 I'y, 2H), 3,98 - 3,93 (m, 1H), 3,92
(s, 3H), 2,51 (s, 3H), 1,58 (s, 3H), 1,55 (d, J = 6,3 'y, 6H).

LC-MS (macca/3apsin) 384,1 (MH"); tg = 1,9 (crioco6 C).

[Tpumep 151. 3-[ 1-Uzompomun-3-metun-7-[ (1 -Me THIupa3on-4-mi)MeTHIaMUHO | mupa3oiio[4,3-
b JnupuanH-5-1i1]okca3zonuanH-2-0H
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N

I PN,
N N
L

TIOJIYICHHBIN ¢ TPUMEHEHUEM TaKOW K€ MPOLEeAyphl, KaK onmucaHHas it npumepa 150, u3 5-6pom-1-
n3onponui-3-metui-N-((1-meTwn- 1 H-mupazon-4-wr)metwn)- 1 H-mupazomno[4,3-b]mupuana-7-aMuHa 1 OKCa3o-
JIMAUH-2-0Ha.

'"H SIMP (600 MI'ti, DMSO-dg) & 7,65 (s, 1H), 7,45 (s, 1H), 7,41 (s, 1H), 6,78 (t, J=5,7 T'u;, 1H), 5,09 (m,
1H), 4,41 (m, 2H), 4,28 (d, J=5,6 I'y, 2H), 4,19 (m, 2H), 3,77 (s, 3H), 2,36 (s, 3H), 1,40 (d, J=6,3 I'y, 6H).

LC-MS (macca/3apsn) 370,2 (MH"); tg = 1,51 (croco6 J).

Mpumep 152. 1-[1-M3onponun-3-metnn-7-[(1-MeTunmnupason-4-miMeTmiaMuHo Jnupasoio[4,3-b mupu-
JIMH-5-WIT|a3e TUANH-2-0H
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TIOJYYSHHBIH C NMPUMEHEHHEM TaKOW K€ MpOLEeXyphl, Kak onmucaHHas aist mpumepa 150, u3 5-6pom-1-
uzonpommi-3-metuia-N-(( 1 -metun- 1 H-mupason-4-win)mermn)- | H-mupazono[4,3-bmupuann-7-aMuHa U a3eTH-
JIMH-2-0Ha.

'H SIMP (600 MI't, DMSO-dg) & 7,64 (s, 1H), 7,45 (s, 1H), 6,94 (s, 1H), 6,81 (t, J = 5,6 ', 1H), 5,07 (m,
1H), 4,27 (d, J =5,5 T, 2H), 3,77 (s, 3H), 3,66 (s, 2H), 3,04 (t, J = 4,5 I'u, 2H), 2,35 (s, 3H), 1,40 (d, ] = 6,3 I'ny,
6H).

LC-MS (macca/3apsin) 354,2 (MH"); tg = 1,46 (crioco6 K).

Ipumep 153. 1-tper-byTnn-3-[1-u3onponun-3-metwi-7-[(1-MeTrunmupas3on-4-uin)MeTHIAMHUHO | THPA30JI0
[4,3-b]mupunuH-5-un|uMuaa3 oMU IuH-2-0H
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TIOJYYEHHBIH C NMPUMEHEHHEM TaKOW ke MpOLeXypbl, Kak onucaHHas aist mpumepa 150, u3 5-6pom-1-
n3onpormi-3-meTui-N-((1 -metun-1H-mmpazon-4-nm)merun)-1H-nupazono[4,3-b] mupunnn-7-amuHa n 1-(tper-
OYTHII)IMUAIA30TUINH-2-0Ha.
'H SIMP (500 MT'1i, xtopochopm-d) & 7,71 (s, 1H), 7,61 (s, 1H), 7,48 (s, 1H), 6,52 (t, J = 5,6 T, 1H), 5,10-
4,94 (m, 1H), 4,25 (d, J=5,6 T'u, 2H), 3,91 - 3,82 (m, 2H), 3,77 (s, 3H), 3,44 (t, J=7,9 I', 2H), 2,34 (s, 3H), 1,48-
1,23 (m, 15H).
LC-MS (macca/3apsin) 425,2 (MH"); tg= 1,64 (crioco6 K).
IMpumep 154. 1-[1-H3onponwi-3-metni-7-[(1-MeTunmupason-4-ui)MeTHiIaMuHO [upaszoso[4,3-b]mupu-
JTIUH-5-WT |TUPPOITAINH-2-0H

/
N—N

N ¢
WH N~
0 |\N‘N
P/,
o

TIOJIYICHHBIN ¢ TPUMEHEHUEM TaKOW ke MPOLEeAyphl, KaK omucaHHas i npumepa 150, u3 5-6pom-1-
n3onponui-3-mMetui-N-((1-meTwn- 1 H-mupazon-4-wr)mertwn)- 1 H-mupazono[4,3-b]mupuaua-7-aMuHa 1 THPPO-
JIMONH-2-0Ha.

'H SIMP (600 MI't, DMSO-dg) & 7,68 (s, 1H), 7,67 (s, 1H), 7,47 (s, 1H), 6,70 (t, J = 5,7 T', 1H), 5,08 (m,
1H), 4,26 (d, J = 5,6 I't, 2H), 4,06 - 3,96 (m, 2H), 3,77 (s, 3H), 2,56 (t, J = 8,0 I'm, 2H), 2,36 (s, 3H), 2,06 - 1,94
(m, 2H), 1,39 (d, J = 6,3 'y, 6H).

LC-MS (macca/3apsin) 368,2 (MH"); tg = 1,39 (croco6 K).

ITpumep 155. 3-[1-U3ompormin-3-meruin-7-[(1-meTrinupazon-4-mi)MeTHIaMUHO |upa3oso[4,3-
b nupuauH-5-1]-4-MeTHIIOKCA30JIUIUH-2-0H

TIOJYYEHHBIH C NMPUMEHEHHEM TaKOW ke MpOLexypbl, Kak omucaHHas aist mpumepa 150, u3 5-6pom-1-
uzonponmi-3-metuia-N-(( 1 -metwuin- 1 H-mupason-4-win)merwn)- | H-upazono[ 4,3-b mupuauH-7-aMuH u 4-
METHUIOKCa30JIUAUH-2-0Ha.

'H SIMP (xnopodopm-d, 400 MI'):8 = 7,55 (d, J = 2,4 Ty, 2H), 7,45 (s, 1H), 5,14 -5,03 (m, 1H), 4,73 -
4,64 (m, 1H), 4,62 - 4,51 (m, 2H), 4,38 (dd, J = 5,0, 9,6 I'y, 2H), 4,07 (dd, J=4,5, 8,3 I'y, 1H), 3,92 (s, 3H), 2,51
(s, 3H), 1,56 (dd, J=1,7, 6,5 T'u, 6H), 1,52 (d, J = 6,2 'y, 3H).

LC-MS (macca/3apsn) 384,1 (MH"); tg = 2 (cioco6 B).
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Mpumep 156. 4-O1nn-3-[1-n3onponuin-3-merun-7-[(1-MeTuanupason-4-mi)MeTHIaMuHO |mupazoiol4,3-
b JnupuauH-5-1T|0OKCAa30IHIUH-2-0H

N—
N

TIOJIYICHHBIN ¢ TPUMEHEHUEM TaKOW JKe MPOLEeAYyphl, KaK onmucaHHas i npumepa 150, u3 5-Opom-1-
nzonponmi-3-metuia-N-(( 1 -metwin- 1 H-mupazon-4-wn)merwn)- | H-mupazomno[4,3-bmupuauH-7-amuHa u 4-
STHJIOKCA30IMINH-2-0Ha.

'H SIMP (xopopopm-d, 400 MTI'):8 7,55 (d, T = 2,0 T'i, 2H), 7,46 (s, 1H), 5,1 - 4,98 (m, 1H), 4,70 - 4,66
(m, 1H), 4,57-4,55 (m, 1H), 4,51 (t, J = 8,8 I'y, 1H), 4,40 - 4,36 (m, 2H), 4,21 - 4,18 (m, 1H), 3,92 (s, 3H), 2,50
(s, 3H), 2,02 - 1,79 (m, 2H), 1,55 (d, J=4,8 'y, 6H), 0,93 (t, ] = 7,6 I'y, 3H).

LC-MS (macca/3apsn) 398,1 (MH"); tg = 1,99 (cnoco6 C).

IMpumep 157. N-[[5-(2-3TOKCH-3-tpHaun)- 1 -u30npornmi-3-MeTrinupasono[4,3-b] mupunun-7-wn|MeTni]-
5-METOKCHITUPUANH-3 -aMHUH

Br: /N {
L N
XN
- )\
Z

@ ]

JerasupoBasn ~ cmech  N-[(5-Opom-1-n3onponui-3-metun-nupasoino[4,3-b nupuann-7-mn)meTnin]-5-
METOKCHIMPHINH-3-aMuHa (69 mr, 0,18 mmouns), (2-3TOKCH-3-nHpHINI)00pOHOBOH KHCHOTH (59 wmr, 0,35
mmons), Pd(dppf)Cl, (26 mr, 0,03 mmons), CS,CO; (115 mr, 0,35 mmonb) B auokcane (3 mir) u Boxe (1 mu) u 3
pasa nmpoayBayin ¢ oMoIblo N, u 3aTeM cMech nepememuBany pu 100°C B reuenue 2 1 B atmochepe N,. Jlo-
6asisimm Boxy (20 mMiT) m cMech 3KcTparupoBany dtunanetatoM (30 mi x 3). O0beTMHEHHBIE OPTaHUYECKUE CIION
NPOMBIBAIN COJEBBIM pacTtBopoM (20 i), BeicymmBanmu Haa Na,SO, M KOHIEHTpUpoBaitH. HeounieHHyro
cMech ounImain ¢ nomoisio npenapariusaoil HPLC ¢ momydenuem N-[[5-(2-3TokcH-3-nupuamn)- 1 -u3onpomnui-
3-meTrnnupa3zoino4,3-b | mupuauH-7 -1 |METHI | -5-Me TOKCUTHPUIUH-3-aMuHa (48,16 Mmr).

'H SIMP (xopodopm-d, 400 MI'm): & 8,27 (dd, J = 2,0, 7,6 T, 1H), 8,18 (dd, J = 2,0, 4,8 I'n;, 1H), 8,00 (s,
1H), 7,81-7,80 (m, 2H), 7,05-7,02 (m, 1H), 6,49-6,48 (m, 1H), 4,90-4,87 (m, 1H), 4,74 (d, J = 5,6 'y, 2H), 4,40
(q, J=7,2TI'y, 2H), 4,18-4,16 (m, 1H), 3,83 (s, 3H), 2,72 (s, 3H), 1,58 (d, J = 7,2 T, 6H).1,27 (t, ] = 7,2 I'Ly,
3H).

LC-MS (macca/3apsin) 433,1 (MH"); tg = 1,88 (criocob A).

IIpumep 158. N-[[5-(2-3TOKCH-3-TTUpUAHN)- | -H30TIPOTTHII-3-METHITTHPa30J10[4,3-b] mupumuH-7-un|MeTun|-
1-metuin-1,2,4-Tpuazon-3-aMuH

TIOJIYICHHBIN ¢ MPUMEHEHUEM TaKOM e MPOIeayphl, Kak onmucaHHas st npuMepa 157, uz N-[(5-0pom-1-
M30MPONIII-3-MeTHIIpasono[4,3-b Jnupuauna-7-wn)metwi |- 1 -metun-1,2,4-tpuazon-3-aMuaa " (2-3TOKCH-3-
MTUPHTAIT)OOPOHOBOM KHUCITOTHI.

'H SIMP (xnopodopm-d, 400 MI'n): & 8,24 (dd, T = 2,0, 7,6 T, 1H), 8,18 (dd, J =2,0, 5,2 I'n;, 1H), 7,99 (s,
1H), 7,67 (s, 1H), 7,03 (dd, J = 4,8, 7,2 ', 1H), 5,01-4,98 (m, 1H), 4,91 (d, J = 6,0 I';, 2H), 4,56 (t, J = 6,0 'L,
1H), 4,45 (q, 1= 7,2 'y, 2H), 3,77 (s, 3H), 2,70 (s, 3H), 1,58 (d, J= 6,4 T'u, 6H), 1,34 (t, J= 7,2 'y, 3H).
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LC-MS (macca/3apsn) 407,1 (MH"); tg = 2,17 (cnoco6 C).
Mpumep 159. 5-(2-Drokcn-3-nupummin)-1-usonponmi-7-[2-(5-MeTOKCH-3 -TUPH I ) 9T |-3-METHINNPA-
30510[4,3-b|mupuauH

[MepememmBanu cMech  5-(2-3TOKCHIUPHUIUH-3-1T)-7-3THHMI- | -u30mponii-3-metni- 1 H-nmupazomno[4,3-
b]mupununa (0,05 r, 0,6 mMons), 3-tion-5-merokcunupuauna (37 mr, 0,16 mmons), Cul (3 mr, 0,016 MMos),
Pd(dppf)Cl, (11 mr, 0,016 mmouns) u Et;N (79 mr, 0,78 mmons) B auokcane (3 mur) nmpu 100°C B atmoctepe N, B
teyerue 4 4. CMmech oOpadaTeiBaiu emie 4 IpyruMu MapTHIMH (KaKIas ¢ ITOMOIIBIO TOH JKe MPOLEAYPHl H TOTO
JKe KOJIMUECTBA MCXOAHOTO Marepuaia). CMech KOHIIEHTPHPOBAIN M HKCTparupoBain stuinaneratoM (20 mi x
2), BeicymuBanu HaJ Na,SO, 1 KOHIIEHTPUPOBAIH C TIONydeHHEM ocTaTka. CMech OYHIIAIN ¢ TIOMOIIBIO KOJIO-
HOUHOUM Xxpomartorpaduu (SiO,, merponeinslii >¢up/stumanerar = ot 10/1 o 1/1) ¢ momydenumem 5-(2-
TOKCUTTUPUINH-3-11)- 1 -u3onponut-7-((5-MeToOKCHIUpuArH-3 -1 )3 THHNN ) -3-MeTr- | H-tmpazono[4,3-b Jnupu-
muHa (0,025 1).

[TepememmBanu cMech S5-(2-3TOKCHITUPUANH-3-1N)- | -m30npormui-7-((5-MeTOKCUTTUPHUIAH- 3 -HIT)dTHHILI)-3 -
meTwi- 1 H-mupasono[4,3-blmupununa (0,02 1, 0,047 Mmons), Pd/C (0,005 r, 0,047 mmomns, 10%), H, (15 dyn-
TOB/KB.ZIIOWM) B 3THianeTare (2 Mi) Mpu KOMHaTHOW Temmeparype B Tedenue 0,25 4. Cmech (mibTpoBanu u
(uIBTPaT KOHIEHTPUPOBAIN C HONydeHHEeM ocTaTka. OCTaTOK OYMINAIN ¢ ToMolnsio mpenaparusHoit HPLC c
[OJIy4E€HUEM 5-(2-3ToKcUnUpUInH-3 -1)- 1 -u30npornui-7-(2-(5-MeTOKCHITUPHU ITH-3 -1T)9THIT ) - 3-MeTH- 1 H-
npasono[4,3-bJuupuauna (7 mr).

'H SIMP (xopodopm-d, 400 MTI'): & = 8,27 - 8,24 (m, 1H), 8,24 - 8,14 (m, 3H), 7,79 (s, 1H), 7,05 (dd,
J=4,8, 7,2 Ty, 1H), 6,96 (t, J=2,0 T'u, 1H), 4,98 - 4,79 (m, 1H), 4,48 (q, J = 7,2 I'y, 2H), 3,81 (s, 3H), 3,43 - 3,29
(m, 2H), 3,18 - 3,01 (m, 2H), 2,70 (s, 3H), 1,59 (d, ] = 6,8 I'y, 6H), 1,41 (t, J=6,8 'y, 3H).

LC-MS (macca/3apsin) 432,1 (MH"); tg = 1,97 (criocob A).

I[Ipumep 160. 5-(2-OTokcu-3-mupuamn)-1-u3onponmi-3-metmi-7-[2-(1-metnn-1,2,4-Tpra3on-3-mi)3Tu |
nupasodo[4,3-b]mupunux

TOJYYEHHBIH C IPUMECHEHHWEM TaKOM J>Ke IpOLEAyphl, Kak OmucaHHas s mpumepa 159, m3 5-(2-
STOKCUITUPUANH-3-11)-7-3THHWA- | -u3onponmi-3-metuin-1 H-nupazono[4,3-b]mupuanna  u  nobaBineHHoro 3-
opom-1-metun-1H-1,2,4-tpuazona.

'H IMP (xopodopm-d, 400 MI'm): & 8,23 (dd, J = 2,0, 7,6 T, 1H), 8,19 (dd, J = 1,6, 4,4 I'n;, 1H), 7,99 (s,
1H), 7,81 (s, 1H), 7,04 (dd, J =4,2, 7,6 I'n, 1H), 5,11-5,04 (m, 1H), 4,48 (q, J = 7,2 ', 2H), 3,90 (s, 3H), 3,55-
3,51 (m, 2H), 3,23-3,18 (m, 2H), 2,70 (s, 3H), 1,61 (d, ] = 6,8 I';, 6H), 1,43 (t, J = 6,8 I'rg, 3H).

LC-MS (macca/3apsin) 406,1 (MH"); tg = 2,3 (crioco6 C).

[Tpumep 161. 5-(2-Oroken-3-mupuann)- 1 -m3onponmn-3-meTmin-N-[ (2-meTnin-1,2,4-Tpuazon-3-
WI)MeTw [mupa3oiio[4,3-bmupuanH-7-aMuH.
[Tpumep 162. 5-(2-Oroken-3-mupuann)- 1 -m3onponmn-3-meTmi-N-[ (4-metni-1,2,4-Tpuazon-3-

WI)MeTHI | ipa3ono[4,3-b|nupuauH-7-aMuH.
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Ho6asmszmu CS,CO3 (16,6 mr, 0,051 mmounb) u Hoameran (510 mxi, 0,051 mmons, 100 MM, THF) x N-
((4H-1,2,4-Tprazon-3-mwr)MeTn)-5-(2-3ToKCHTUpUAnH-3 -1)- 1 -u3onponmi-3-metui- 1 H-nupazono[4,3-bmupn-
nmuH-7-amuny (20 mr, 0,051 mmons) B THF (1,3 min). PeakimonHyio cMech MepeMennBail B 3aKpPBITOM COCY/Ie
npu 80°C B teuenne 50 MuH. PeaknnoHHyIo cMech KOHIIEHTPUPOBAJIH in vacuo. [lobausiau Boxy. CMech 3KCT-
parupoBaii dTHianeTaroM. OpraHudeckyio a3y IpOMBIBAIN COJEBBIM PacTBOPOM, BhICymmBaiu Hag MgSO,,
dunpTpoBaM W KOHICHTpUpoBanM in vacuo. Ocrarok ouumanu ¢ momompio SFC ¢ momydenuem 5-(2-
TOKCUNTUPUINH-3-11)- 1 -u3onponmi-3-metrin-N-((1-metun- 1 H-1,2,4-tpuazon-5-wn)metwn )- | H-mupazono[4,3-
blmupuann-7-amuaa (2 Mr) u  5-(2-aroxcunupunuH-3-wn)- 1 -uzonponmi-3-metun-N-((4-metmn-4H-1,2,4-
TpHuaszon-3-mwi)Mmetun)- 1 H-mupazono[4,3-b]mupunun-7-amuna (1 mr).

ITpumep 161. 5-(2-aTokcn-3-nmpuann)- 1 -n3onponmi-3-metun-N-[ (2-metun-1,2,4-tpuazon-3-
WIT)MeTHI | ipa3ono[4,3-bnupuaus-7-aMuH:

'H SIMP (600 MI'n, x1opoopm-d) & 8,28 (dt, J= 7,3, 1,4 I'r;, 1H), 8,19 (dd, J=4.9, 1,9 ', 1H), 7,92 (s,
1H), 7,17 (s, 1H), 7,05 (dd, J=7,3, 4,9 I'u, 1H), 5,72 (s, 1H), 4,98 (hept, J=6,6 T'u, 1H), 4,56 (d, J=4,1 ', 2H),
4,49 (q, J=7,0 I'y, 2H), 3,95 (s, 3H), 2,66 (s, 3H), 1,66 (d, J=6,5 I'y, 6H), 1,44 (t, J=7,0 'y, 3H).

LC-MS (macca/3apsn) 407,4 (MH"); tg = 0,51 (croco6 D).

ITpumep 162. 5-(2-Orokcu-3-nupuain)- 1 -uzonpornmi-3-metui-N-[ (4-metni-1,2,4-Tprazon-3-
WIT)MeTHI | ipa3ono[4,3-b|nupuaus-7-aMuH:

'H SIMP (600 MI't, DMSO-d) & 8,43 (s, 1H), 8,19 (dd, J=4,9, 1,9 I'n, 1H), 8,12 (dd, J=7,3, 2,0 I'n, 1H),
7,32 (s, 1H), 7,09 (dd, J = 7,4, 4,8 ', 1H), 6,80 (t, J=5,2 T, 1H), 5,17 (hept, J=6,8 I'ny, 1H), 4,67 (d, J=5,0 'L,
2H), 4,42 (q, J=7,0 I'n, 2H), 3,71 (s, 3H), 2,46 (s, 3H), 1,45 (d, J=6,3 I'y, 6H), 1,36 (t, J=7,0 ['m, 3H).

LC-MS (macca/3apsin) 407,4 (MH"); tg = 0,49 (crioco6 D).

IMpumep 163. 5-(2-Otokcu-3-mupuann)-3-metun-N-[(1-meTwmi-1,2,4-tpuazon-3-mwi)metwi|- 1 -(okceran-3-
nn)nupaszoio[4,3-bmupuanH-7-aMuH

HarpeBanu cycnensuro 5-(2-3Tokcunupuaut-3-min)-3-metiin-N-((1-metun-1H-1,2,4-tpuazon-3-mm)MeTn)-
1H-impazono[4,3-b]mupunnn-7-amuna (80 mr, 0,22 MMOIb, OJTYYEHHOTO C IPUMEHEHUEM TAaKOH ke MpoLemy-
PHI, KaKk omucaHHas mus npuMepa 29, uz 5-(2-aTokcunupuauH-3-mn)-3-metri- 1 H-mupazono[4,3-b Jnupunun-7-
amuHa u |-metni-1,2,4-tpuazon-3-kapbanpaeruaa), 3-iiomokcerana (81 mr, 0,44 mmons) u t-BuOK (215 wr,
1,91 mmous) B8 DMF (2 M) mo 120°C B Teuenue 34 4. PeakIMOHHYIO CMECh OXJIaXKAaIH O KOMHATHOM TemIle-
paTypsl ¥ KOHIICHTPUPOBAIH in vacuo. OCTaToOK ABaXKIbI OYHUIIAIN ¢ TIOMOIIbI0 npemapatuBHoiir HPLC ¢ moy-
YeHUEM 5-(2-aTokcu-3-mupuamn)-3-metrn-N-[ (1-metun-1,2,4-tpuazon-3-mwi)merun|- 1 -(okcetan-3-
nn)nupaszoino[4,3-b]mupuanH-7-amuHa (8 mr).

'H SAMP (xnopodopm-d, 400 MI'm) & 8,28 (dd, J =2,2, 7,4 ', 1H), 8,19 (dd, J = 2,0, 4,8 T'u, 1H), 8,06 (s,
1H), 7,26 (s, 1H), 7,03 (dd, J = 4,8, 7,4 T'u, 1H), 5,97 - 5,93 (m, 1H), 5,34 (t, J = 6,4 I';, 2H), 5,19 (t, ] = 7,2 'Ly,
2H), 4,57 (d,J=5,2Tn, 2H), 4,49 (q, J = 6,8 ', 2H), 3,96 (s, 3H), 2,67 (s, 3H), 1,44 (t, ] = 7,2 T'n, 3H).

LC-MS (macca/3apsin) 421,1 (MH"); tg = 2,04 (cnioco6 B).

ITpumep 164. 5-(2-Orokcu-3-nupuaun)- 1 -u3onponmi-3-mMetui-7-[ (1 -MeTmiimupas3on-4 -1 ) MeTrI-
cynbanni|nupaszono[4,3-b|nupuaun
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Jo6asnsmu KO'Bu (6,9 mr, 0,06 MMonb) K pacTBopy 6-MeTuarentui-3-((5-(2-3TOKCHIUPHIMH-3-1)-1-
usonpomwi-3-metwi- 1 H-mupasono[4,3 -b] mupuaus-7-wn)tro)nponanoara (21 mr, 0,04 mmons) B DMF (0,59
MiI) TIpH K.T. [lonmydyeHHyI0 cMech IepeMeInBaIn Mpu K.T. B TeyeHne 50 MuH, mocie 4ero mo0aBIsuid OJHOH
nopuueii 4-(xnopmermin)-1-metwin-1H-nupason (13,4 mr, 0,06 mmois). [Tociie nepemermmBanus IpH K.T. B Teue-
HHE 6 4 CMeCh OXJIaXKIAH JI0 TEeMIIEpaTyphl JEASHOW OaHH, TaCHIIM C ITOMOIIBbI0O HECKOJBKHX Karlellb BOJIBI H
nepeMeInuBaiy 0e3 oxJIaxaaromneld 0anu B TeueHue 5 MUH. Pasznensumm mexay stunaneratoM (40 mur) u Bomoi
(2x15 wmum). Opr. ciod MOMONHUTEIHHO MPOMBIBATH COJCBBIM pacTBopoM (10 mur). OOBeAMHEHHBIC OPT. CIOU
BeicymuBam (Na,SO4) W KOHIEGHTPHPOBAIH. HeodwimeHHBI MaTepuan OYHWIIAId C TIOMOIIbIO  (hIdII-
XpoMaTorpaduu ¢ TOMOIIBIO TenTaHa: TIIaneTara, oT 1:0 g0 0:1, ¢ monydenueM 5-(2-3TOKCUTTUPUANH-3-1)-1-
n3onponui-3-metui-7-(((1-metmn- 1 H-mupa3zon-4-uin)mernn)tro)- 1 H-mupa3zono[4,3-b mupuanna (8 mr).

'H SIMP (DMSO-dg 600 MI'n): & 8,28 - 8,22 (m, 2H), 7,94 (s, 1H), 7,76 (s, 1H), 7,47 (s, 1H), 7,16 (dd, J =
7,3, 4,9 I'u, 1H), 5,33 (hept, J = 6,5 T'm, 1H), 4,44 (q, J = 7,0 'y, 2H), 4,39 (s, 2H), 3,79 (s, 3H), 2,54 (s, 3H),
1,47 (d,J=6,5Tm, 6H), 1,34 (t,J =7,0 I'u, 3H).

LC-MS (macca/3apsin) 423,6 (MH"); tg = 0,76 (crioco6 D).

Mpumep  165.  N-[[1-(audropmernm)nupazon-4-ui|mMeTni]-5-(2-3TokcH-3-mupu ) - 1 -u3onpomnmi-3-
MeTwInupaszoio[4,3-b]nmupuaus-7-aMuH

N
N o NN
'N | IN
O N X N
P e
& 27
N—N N—N
- ~
F F

B pactBop N-((1-(mudTopmetmn)-1 H-mmmpazon-4-mm)mMeTwn)-5-(2-3TOKCHTTMPUIAH-3-1T)- | -n30mpormin-N-
(4-metoxcubensmn)-3-metwmi- 1 H-mupazomno[4,3-b|mupuaun-7-amuna (15 mr, 0,027 mmons) 8 DCM (0,5 wur)
nobapnsn TpudropykcycHyro kucioty (0,5 mur). CMmech nepeMenmBany Mpu KOMHATHOW TeMIlepaType B Tede-
aue | 4. JloGaBisua Boxy (3 MIT) M CMECh BBUIMBAIIM B HACHIIEHHBIN BoMHBIN pacTBop NaHCO;. Cmech 3kcTpa-
rupoBaiy dtunaneratoM (5 i x 3). OObeJMHEHHBIC OPTaHIMYCCKUE CIOU MPOMBIBAIU COJIEBBIM PacTBOpoM (5
MJI), BeIcymmBanu Haj Na,SO, M KOHIEHTPUPOBAIH. HEOUWIIEHHYI0 CMECh OYHINAIN C IMOMOIIbI0 (hidim-
XpoMaTtorpaduu ¢ moMoIso rentana:dtmwianerata = ot 1:0 go 0:1, ¢ momydernnem N-((1-(audropmern)-1H-
Upa3on-4-uin)MeTn)-5-(2-3ToKCuUpUIUH-3-11)- 1 -n3onponui-3-metwi- 1 H-nupazono[4,3-bmupunun-7-
amuHa (11 mr, 0,025 Mmmoutb, Berxon 93%).

'H SIMP (600 MI'ni, xopodopm-d) & 8,26 (dd, J=7,4, 2,0 T'n;, 1H), 8,17 (dd, J=4.9, 2,0 T, 1H), 7,84 (d,
J=2,7Tu, 1H), 7,20 (s, 1H), 7,17 (t, J=60,7 T'u, 1H), 7,02 (dd, J=7,3, 4,9 I'n, 1H), 6,49 (d, J=2,7 I'n, 1H), 5,24 (s,
1H), 4,91 (hept, J=6,6 I'u, 1H), 4,57 (d, J=4,8 I'n, 2H), 4,47 (q, J=7,0 T'n, 2H), 2,65 (s, 3H), 1,65 (d, J=6,5 I'L,
6H), 1,40 (t, J=7,0 I'u, 3H).

LC-MS (macca/3apsn) 442,5 (MH"); tg = 0,60 Mun (cioco6 D).
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pumep 166. 5-(2-Oroxcunupuaun-3-mwi)-N-((5-(Gropmernn)nzoxcazon-3-mir)MeTun)- 1 -u3onponun-3-
metwi- 1 H-niupasono[4,3-b]nupuaus-7-aMuH

MIOJIVICHHBI C TIPUMEHEHHEM TaKOW K€ TPOIEeAyphl, Kak omucaHHas s mpumepa 165, w3 5-(2-
3TOKCUTTUPUINH-3-11)-N-((5-(dbTOopMETHIT)N30KCa301-3 -1 )METHN )- | -m30mponmi-N-(4-Me TOKCHOSH3MIT) -3 -
metwi- 1 H-upa3zosno[4,3-b [mupuann-7-aMuHa.

'H SIMP (600 MI'n, xnopodopm-d) & 8,27 (dd, J=7,4, 2,0 T, 1H), 8,18 (dd, J=4,9, 2,0 ', 1H), 7,22 (s,
1H), 7,02 (dd, J=7,4,4,9 I'n, 1H), 6,47 (d, J=2,6 ', 1H), 5,43 (d, J=47,3 'y, 2H), 5,22 (s, 1H), 4,89 (hept, J=6,6
I'u, 1H), 4,65 (d, J=5,2 Ty, 2H), 4,47 (q, J=7,0 I'n, 2H), 2,64 (s, 3H), 1,64 (d, J=6,5 T'u, 6H), 1,39 (t, J=7,0 I'L,
3H).

LC-MS (macca/3apsin) 425,6 (MH"); tg = 0,57 mu (cioco6 D).

Mpumep 167. 5-(2-Oroxcunupuaun-3-mwi)-N-((3-(dropmernn)nzoxcazon-S-mim)merun)- 1 -u3onponun-3-
metwii- 1 H-niupasono[4,3-b]nupuaus-7-aMuH

TOJYYCHHBIH C IIPUMECHEHHWEM TaKOH J>Ke IpOLEAyphl, KaK ONWcaHHas s mpumepa 165, m3 5-(2-
sTokcunupuanH-3-mi)-N-((3-(dbTopmeTnin)u30kca3on-5-uim)MeTrn)- 1 -n3onponui-N-(4-MeToKCnOeH3 ) -3 -
metwi- 1 H-upazono[4,3 -b] mupuauH-7-aMuHa.

'H SIMP (600 MI'n, xnopodopm-d) & 8,28 (dd, J=7,4, 2,0 T, 1H), 8,17 (dd, J=4,9, 2,0 ', 1H), 7,22 (s,
1H), 7,02 (dd, J=7,4, 4,9 'y, 1H), 6,41 (s, 1H), 5,44 (d, J=46,9 'y, 2H), 4,90 (t, J=5,9 I'y, 1H), 4,84 (hept, J=6,6
I'u, 1H), 4,73 (d, J=5,8 T'y, 2H), 4,45 (q, J=7,0 I'n, 2H), 2,65 (s, 3H), 1,64 (d, J=6,5 T'u, 6H), 1,35 (t, J=7,0 I'L,
3H).

LC-MS (macca/3apsin) 425,6 (MH"); tg = 0,55 MunyTsI (crioco6 D).

IMpumep 168. 1-Uzompommn-3-metun-N-[(1-meTrmupazon-4-min)MeThi|-5-0kca3on-2-uimnupaszono[4,3-b]
MUPUIUH-T7-aMUH

TIOJYYSHHBIH C NMPUMEHEHHEM TaKOW ke MpOLEXypbl, Kak onucaHHas aist mpumepa 147, u3 5-6pom-1-
n3onpormi-3-metuin-N-((1-metun- 1 H-nupazon-4-mwi)mernn)-1 H-nupazono[4,3-bJmupuann-7-amuna u TpuOy-
THII(OKCa30JI-2-1iT)CTaHHAHA.

'H AMP (xnopodopm-d, 400 MI'n): § 7,83 (s, 1H), 7,59 (s, 1H), 7,46 (s, 1H), 7,39 (s, 1H), 7,29 (s, 1H),
4,76-4,70 (m, 1H), 4,58 (brs, 1H), 4,44 (d, J=4,2 T'u, 2H), 3,94 (s, 3H), 2,69 (s, 3H), 1,59 (d, J=6,4 ', 6H).

LC-MS (macca/3apsin) 352 (MH"); tg = 1,75 munyts! (cioco6 C).
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Mpumep 169. 1-U3onponmn-3-metun-N-[(1-meTunnupazon-4-mm)merui]-5-(3-meTrnrprazon-4-wi)nmpa-
30710[4,3-b|nupunuH-7-aMuH
N-N"

= N
z

[~
NN
NH)\

&

N—N
\

TIOJYYEHHBIH C NMPUMEHEHHEM TaKOW ke MPOLEXyphbl, Kak onucaHHas aist mpumepa 147, u3 5-Opom-1-
n3zonponui-3-Metui-N-((1-meTwn- 1 H-mupazon-4-win)metmn)- 1 H-mupazomno[4,3-b]mupunna-7-amMmuHa U 1-MeTHIT-
5-(tpubytuncranamn)-1H-1,2,3-rpuazona.

'H SIMP (xsopopopm-d, 400 MI'n): & 7,93 (s, 1H), 7,57 (s, 1H), 7,45 (s, 1H), 6,70 (s, 1H), 4,76-4,69 (m,
1H), 4,65 (brs, 1H), 4,48 (s, 3H), 4,39 (d, J=4,4 I'u, 2H), 3,95 (s, 3H), 2,62 (s, 3H), 1,60 (d, J=6,4 'y, 6H).

LC-MS (macca/3apsin) 366 (MH'); tg = 1,69 mun (crioco6 C).

IMpumep 170. 1-M3onpormin-5-(2-metokcu-3-nmupuani)-3-MeTui-N-[[2-(TpudpTopMeTHT)-3 -TTUp U |Me-
TH | upa3ono[4,3-b | mupuanH-7-aMuH

Ny

TIOJIYICHHBI ¢ TPUMEHEHHEM TAaKOW e TMpoIenyphl, Kak oOmucaHHas 1Jjs mpumepa 1, w3z [2-
(TpudTopmMeT)-3-MUPUANT |METaHAMIHA, (2-METOKCUTTUPHINH-3-MT)0OPOHOBOM KHCIOTHI M 5,7-muxiop-1-
M30MPONIIT-3-MeTHIHpa3oio[4,3-bnupuanna.

'H IMP (xopodopm-d, 400 MI'n): & 8,67 (d, J=4,0 I'n, 1H), 8,20 (dd, J=1,2, 7,2 'y, 1H), 8,15 (dd, J=2,0,
4,8 T'u, 1H), 7,99 (d, J=7,6 'y, 1H), 7,50 (dd, J=4,8, 8,0 I'm, 1H), 7,01 (dd, J=5,2, 7,6 T'n, 1H), 6,90 (s, 1H), 5,07
(brs, 1H), 4,86-4,89 (m, 3H), 3,74 (s, 3H), 2,65 (s, 3H), 1,66 (d, J=6,8 I't, 6H).

LC-MS (macca/3apsn) 457 (MH"); tg = 1,89 mun (crioco6 A).

ITpumep 171. 3-[1-H3omponmi-7-[(2-MeTOKCH-3 -TUPH I )METHIAMHUHO | -3-MeTHnHpasono[4,3-
bmupunun-5-wn|-1 H-mupuaus-2-on

N

TIOJIYICHHBIN C PUMEHEHUEM TaKOW e MpPOIEeAYyphl, KaK OMucaHHas Juia npumepa 1, u3 5,7-muxmop-1-
n3onponui-3-metui- 1 H-mupazono[4,3-b|nupuanHa, (2-MeTOKCUNTUPHUIWH-3-MI)MeTaHaMHUHa ©  (2-0Kco-1,2-
JIUTHIIPOTTAPHUIAH-3 -HJT)00OPOHOBOH KUCIIOTHI.

'H SIMP (DMSO-dg, 400 MI'n): & 11,73 (brs, 1H), 8,27 (dd, J=2,0, 7,2 I'n, 1H), 8,01 (d, J=3,6 I'n, 1H),
7,57 (d, J=6,4 T'u, 1H), 7,45-7,35 (m, 1H), 6,88 (dd, J=4,2, 7,2 ', 1H), 6,75-6,67 (m, 1H), 6,35-6,25 (m, 1H),
5,20-5,14 (m, 1H), 4,45-4,40 (m, 2H), 3,91 (s, 3H), 2,43 (s, 3H), 1,43 (d, J=6,4 T'u, 6H).

LC-MS (macca/3apsn) 405 (MH"); tg = 1,95 mun (croco6 C).

Mpumep 172. 5-(2-Otokcu-3-nmpunmn)-1-u3onponun-N-[(3-MeTOKCH-4-MTHUPHUIUIT)METHII |-3-MeTHIIITHPa-
30710[4,3-b|nupunuH-7-aMuH
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TIOJIYICHHBIN C PUMEHEHHEM TaKOW e MpPOIEeAYyphl, KaK OmMucaHHas g npumepa 1, u3 5,7-muxmop-1-
nzonponui-3-metni- 1 H-nmupazono[4,3-b|mupuanna,  (3-MeTokcH-4-upuania)MeTaHaMiHa ©  (2-3TOKCH-3-
MTUPHTAIT)OOPOHOBOM KHUCIIOTHI.

'H IMP (xnopodopm-d, 400 MI'm): & 8,32 (s, 1H), 8,26 (d, J = 4,8 T'u, 1H), 8,22 (d, J = 7,2 I'n,, 1H), 8,14
(d,J=4,2Tu, 1H), 7,30-7,25 (m, 1H), 7,08 (s, 1H), 7,01 (dd, J =4.8, 7,2 T'u, 1H), 5,02 (brs, 1H), 4,91-4,88 (m,
1H), 4,58 (d, J =5,6 'y, 2H), 4,35 (q, J = 7,2 'y, 2H), 4,01 (s, 3H), 2,65 (s, 3H), 1,66 (d, J = 7,2 I'y, 6H), 1,26 (t,
J=72Tn, 3H).

LC-MS (macca/3apsn) 433,1 (MH"); tg = 1,47 mun (cioco6 A).

Mpumep 173. 1-U3onponmi-5-(2-meTokcu-3-mupuaun)-3-meTuin-N-[ (2-MeTHITHA30J1-5-1T)METHI | Tupa-
30710[4,3-b|nupunuH-7-aMuH

MOJTy4EHHBIH ¢ IPUMEHEHHEM TaKoil Jke MpoleAyphl, KaK OMUCAHHAs I mpuMepa 29, u3 1-uzonponun-5-
(2-meTokcunupuauH-3-mn)-3-metri- 1 H-mupazono[4,3-b|mupuaun-7-aMmuHa ®  2-METHITHA30JI-5-KapOalb-
JeTHAaA.

'H SIMP (xnopodopm-d, 400 MI'm): § 8,20-8,18 (m, 2H), 7,64 (s, 1H), 7,12 (s, 1H), 7,07-7,04 (m, 1H),
4,88-4,77 (m, 2H), 4,77-4,68 (m, 2H), 4,00 (s, 3H), 2,72 (s, 3H), 2,65 (s, 3H), 1,62 (d, J= 6,8 I't, 6H).

LC-MS (macca/3apsin) 409 (MH"); tg = 1,66 mun (crioco6 A).

IIpumep 174. 5-(2-1uxonponokCUIHUPUINH-3-11)- | -u30mponii-N-((2-Me TOKCUTTUPH TAH-3 -HIT)METHI) -3 -
metwi- 1 H-nupa3zono[4,3-b]mupuana-7-aMuH

]
Na N\ A
0] | N
Z =N
Vo~
2 SN
N
TIOJYYEHHBIH ¢ IPUMEHEHNEM TaKOW e MpOLEAypHl, KaKk OmnucaHHas [yl npumepa 1, uz 5,7-nubpom-1-
uzonpomnwi-3-metwi- 1 H-mupasono[4,3-b Jnupumuna, (2-MeTOKCUITUPHUIUH-3 -UIT)METAHAMIHA u 2-

IUKJIOIPOTIOKCH-3-(4,4,5,5-TeTpametni-1,3,2-nnokcaboponaH-2-muin) I pUIUHa.

'"H SIMP (xsopodopm-d, 600 MTI') & 8,23 (dd, J=4,9, 2,0 T'u, 1H), 8,21 (dd, J=7,4, 2,0 T'u, 1H), 8,14 (dd,
J=5,0, 1,9 I'u, 1H), 7,59 (dd, J=7,2, 1,8 T'u, 1H), 7,05 (dd, J=7,4, 4,9 I'n, 1H), 6,97 (s, 1H), 6,90 (dd, J=7,2, 5,0
I'y, 1H), 5,11 (t, J=5,8 I'u, 1H), 4,86 (hept, J=6,5 'y, 1H), 4,48 (d, J=5,8 'y, 2H), 4,39 - 4,34 (m, 1H), 4,04 (s,
3H), 2,63 (s, 3H), 1,63 (d, J = 6,6 I'y, 6H), 0,79 - 0,76 (m, 2H), 0,63 - 0,60 (m, 2H).

LC-MS (macca/3apsin) 445,5 (MH"); tg = 0,6 Mun (croco6 D).

I[pumep 175. 1-N3onpomun-N-((2-MeTOKCHUITUPUANH-3 -1 )MEeTHN )-3-MeTui-5-(1-meTwn- 1 H-mupazon-5-
nn)-1H-iupaszono[4,3-b]mupuans-7-aMuH

N“N/
U
==

TIOJIYICHHBIN C TIPUMEHEHHEM TaKOW JKe MPOIEIyphl, KaKk OmucaHHas i npumepa 1, uz 5,7-nubpom-1-
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n3onpormi-3-metui-1 H-nupazono[4,3-b|uupuanna, (2-MeTOKCHNMPHIWH-3 -WI)METaHAaMMHAa M |-MeTHi-5-
(4,4,5,5-rerpamernin-1,3,2-muokcaboponan-2-wmn)-1 H-mupa3zona.

'H SIMP (xnopodopm-d, 600 MI'u) & 8,15 (dd, J=5,1, 1,9 I'u, 1H), 7,60 (dd, J=7.2, 1,8 ', 1H), 7,48 (d,
J=1,9 I'u, 1H), 6,91 (dd, J=7,2, 5,0 I'u, 1H), 6,64 (s, 1H), 6,44 (d, J=2,0 I'y, 1H), 5,22 (t, J=5,9 T'u, 1H), 4,84
(hept, J=6,6 I'n, 1H), 4,49 (d, J=5,8 ', 2H), 4,22 (s, 3H), 4,04 (s, 3H), 2,60 (s, 3H), 1,63 (d, J=6,5 'y, 6H).

LC-MS (macca/3apsin) 392,5 (MH"); tg = 0,49 mu (crioco6 D).

[Tpumep 176. 5-(2-Orokcu-3-mupuann)- 1 -uzonponuin-N-[ (5-MeTOKCHITUPUMHUIHH-2 -1 )METHI | -3 -
MeTIIIHPa30Jio[4,3-b | mupuanH-7-aMuH

TIOJIYICHHBIN C MPUMEHEHUEM TaKOW e MpPOIEeAYyphl, KaK OmMucaHHas s npumepa 1, u3 5,7-muxmop-1-
n3onpommi-3-metui- 1 H-nupaszono[4,3-b|nupuanna, (5-MEeTOKCHIUPUMHUINH-2-HI)MeTaHAMUHA U (2-3TOKCH-3-
MUPHIHIT)00POHOBOM KHCIIOTEHI.

'H SIMP (xnopodopm-d, 400 MI'): & 8,48 (s, 2H), 8,27 (d, J = 7,6 ', 1H), 8,20 (d, J = 4,0 T'u, 1H), 7,16
(s, 1H), 7,04 (dd, J = 4,8, 6,8 I'y, 1H), 5,15-5,08 (m, 1H), 4,68 (d, J =4,4 T'u, 2H), 4,50 (q, J = 7,2 'y, 2H), 3,98
(s, 3H), 2,70 (s, 3H), 1,71 (d, J = 6,4 I'y, 6H), 1,45 (t, ] = 6,8 T', 3H).

LC-MS (macca/3apsn) 434,1 (MH"); tg = 2,15 mun (cioco6 C).

Mpumep 177. 3-[1-N3onponun-3-metmn-7-[(1-mMeTunmnupason-4-mi)MetmiiaMuHo Jnupasoio[4,3-bmmupu-
nuH-5-m1|-1H-upunna-2-oH

NH)\

3;
—N

N
\

TIOJIYICHHBIN C MPUMEHEHUEM TaKOW e MpPOIeAyphl, KaK OmMucaHHas Juia npumepa 1, u3 5,7-muxmop-1-
n3onponui-3-metni- 1 H-mupazono[4,3-b|nupuanna, (1-metun-1H-mupazon-4-mn)metanamuaa u - (2-okco-1,2-
JUTHIPOTIUPUANH-3-11)00POHOBOW KHCIIOTHI.

'"H SIMP (xsopodopm-d, 400 MT'n): § 8,22 (d, J= 6,8 I'ni, 1H), 7,90-7,75 (m, 1H), 7,59 (s ,1H), 7,57 (s,
1H), 7,26-7,20 (m, 1H), 6,65-6,63 (m, 1H), 5,47 (brs, 1H), 4,96-4,90 (m, 1H), 4,52 (d, J= 4,4 I', 2H), 3,92 (s,
3H), 2,60 (s, 3H), 1,59 (d, J=6,4 'y, 6H).

LC-MS (macca/3apsn) 378 (MH"); tg = 1,71 mun (croco6 C).

ITpumep 178. N-[[2-(mudTopmeTwn)-3-upuani | Me T |-5-(2-3TokcH-3 -mupuau) - 1 -u3onpornui-3-
MeTwInupaszoio[4,3-b]nupuaus-7-aMuH

Ny

TIOJIYICHHBIN C TIPUMEHEHHEM TaKOW JKe MPOIEIyphl, Kak OmucaHHas i npumepa 1, uz 5,7-nubpom-1-
nzonponui-3-metui- 1 H-nmupazono[4,3 -b] mupumuna, (2-(audropMeTvi)MupuanH-3-Uia)MeTaHaMuHa W (2-
JTOKCH-3-TIUPUIUIT)O0POHOBOM KUCIIOTHI.

'H IMP (xopodopm-d, 400 MI'n): & 8,58 (d, J=4,4 I'n, 1H), 8,24 (dd, J=7,6, 2,0 ', 1H), 8,14 (dd, J=4,8,
2,0 I'n, 1H), 7,92 (d, J=7,6 I'u, 1H), 7,42 (dd, J=8,0, 5,2 T'u, 1H), 7,13 (s, 1H), 7,00 (dd, J=7,2, 4,8 'y, 1H), 6,80
(t, J=54,8 T'n, 1H), 4,97 - 4,82 (m, 4H), 4,33 (q, J=6,8 I't, 2H), 2,66 (s, 3H), 1,64 (d, J=6,4 I'n, 6H), 1,21 (t,
J=6,8 T'm, 3H)

LC-MS (macca/3apsn) 453,1 (MH"); tg = 1,98 mun (cioco6 A).
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ITpumep 179. 5-(2-3rokcu-3-nupuan)- 1 -u3onporui-N-[ (6-MeTOKCUITPUMUTUH-4-T)METHI | -3 -
MeTwInupaszoino[4,3-bnupuans-7-aMuH

2,

N™ O

TIOJIYICHHBIN C MPUMEHEHUEM TaKOW e MpPOIEeAYyphl, KaK OmMucaHHas s npumepa 1, u3 5,7-muxmop-1-
n3onponui-3-metui- 1 H-mupasono[4,3-b|nupuannHa, (6-MeTOKCHTTUPUMHUIUH-4-WT)MeTaHAMUHA B (2-3TOKCH-3-
MTUPHTAIT)OOPOHOBOI KHUCIIOTHI.

'H SIMP (xopodopm-d, 400 MI'm): & 8,82 (s, 1H), 8,25 (dd, J=5,2, 7,2 T'u, 1H), 8,17 (dd, J=2,0, 5,2 Ty,
1H), 7,08 (s, 1H), 7,02 (dd, J=4,8, 7,2 T'n, 1H), 6,78 (s, 1H), 6,01 (brs, 1H), 5,06-5,00 (m, 1H), 4,54 (d, J=4,4 I'm,
2H), 4,43 (q, J=6,8 I'y, 2H), 4,01 (s, 3H), 2,66 (s, 3H), 1,69 (d, J=6,8 I'y, 6H), 1,36 (t, J=6,8 I'ny, 3H).

LC-MS (macca/3apsn) 434,1 (MH"); tg = 1,9 Mun (cioco6 A).

IMpumep 180. 5-(2-(Orokcu-1,1-d,)mupuann-3-nn)-1-n3onponui-N-((2-METOKCHUITUPUUH-3 -FIT)METHIT)-3-
metwi- 1 H-niupasono[4,3-b]nupuaus-7-aMuH

o}
N
D
MOJYYCHHBI C TPUMCHEHHUEM TaKOW e MpOIEeAyphl, KaK OMHCaHHAs i npumepa 1, u3 5-Opom-1-
n3onponui-N-((2-MeToKCUTUpUAnH-3 -ni)MeTnn)-3-Metni- | H-mupazono[4,3-b Jnupuann-7-aMmuHa u 2-(3TOKCH-
1,1-dy)-3-(4,4,5,5-rerpamernn-1,3,2-mnokcabopan-2-ui ) MUPUINHA.
'H SIMP (xopopopm-d, 600 MI'm) & 8,24 (dd, J=7,3, 2,0 T'u, 1H), 8,12-8,15 (m, 2H), 7,59 (ddt, J=7,2, 1,8,
0,8 I'm, 1H), 7,14 (s, 1H), 6,99 (dd, J=7,4, 4,9 T'n, 1H), 6,89 (dd, J=7,2, 5,0 I'u, 1H), 5,10 (t, J=5,8 'y, 1H), 4,87
(hept, J=6,6 I'n, 1H), 4,50 (d, J=5,7 ', 2H), 4,03 (s, 3H), 2,64 (s, 3H), 1,63 (d, J=6,5 I't, 6H), 1,29 (s, 3H).
LC-MS (macca/3apsin) 435,6 (MH"); tg = 0,61 mMun (cnioco6 D).
Ipumep 181.  5-(2-(Orokcu-ds)mupuauH-3-wmn)- 1 -u3omponwi-N-((2-MeTOKCUTTUPU TUH-3 - )METHIT)-3 -
metwi- 1 H-niupasono[4,3-b]nupuaus-7-aMuH

MOJYYEHHBIH C NPUMEHEHHWEM TaKoH jXKe NpOLEAypHl, KaK omucaHHas ais mpumepa 1, u3 S5-Opom-1-
n3orpormi-N-((2-MeTOKCHIUPUINH-3 -1 )MeThn)-3-MeTiit- | H-nupazono[4,3-b nupunun-7-amuHa u 2-(3TOKCH-
ds)-3-(4,4,5,5-retpameTnn-1,3,2-nnokcabopan-2-mi)TUPUANHA.

'H SIMP (xnopodopm-d, 600 MI'n) & 8,24 (ddd, J=7.4, 2,0, 0,7 ['n, 1H), 8,12-8,15 (m, 2H), 7,61-7,56 (m,
1H), 7,14 (s, 1H), 7,02 - 6,96 (m, 1H), 6,89 (dd, J=7,2, 5,0 I'u, 1H), 5,10 (t, J=5,8 T'n, 1H), 4,87 (hept, J=6,6 'L,
1H), 4,50 (d, J=5,7 T'u, 2H), 4,03 (s, 3H), 2,64 (s, 3H), 1,63 (d, J=6,5 ', 6H).

LC-MS (macca/3apsin) 438,6 (MH'); tg = 0,6 Mun (cnioco6 D).
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IMpumep 182. 5-(2-(Orokcn-2,2,2-d;)nupuans-3-min)-1-n3onponni-N-((2-MeTOKCHITUPHINH-3 -1 )METHII)-
3-meTun- 1 H-mupazono[4,3-b Jnupunun-7-amMmuH

TIOJIYICHHBI ¢ NMPUMEHEHWEM TaKOW e TMpOIenyphbl, Kak OMHWCAHHAs Ui mpumepa 1, u3 5-Opom-1-
n3onponui-N-((2-MeTOKCUTUpUANH-3 -nin)MeThn)-3-Metni- | H-mupazono[4,3-b Jnupuann-7-aMmuHa u 2-(3TOKCH-
2,2,2-d3)-3-(4,4,5,5-terpameTmi-1,3,2-nuokcabopaH-2-wiI) TUPHIAHA.

'H SIMP (xnopodopm-d, 600 MI') & 8,24 (dd, I=7,4, 2,0 I'n, 1H), 8,12-8,16 (m, 2H), 7,59 (ddd, J=7,3,
1,9, 0,9 I'u, 1H), 7,14 (s, 1H), 6,99 (dd, J=7,4, 4,9 I', 1H), 6,89 (dd, J=7,2, 5,0 I'y, 1H), 5,10 (t, J=5,8 ', 1H),
4,87 (hept, J=6,6 I'y, 1H), 4,50 (d, J=5,7 I'u, 2H), 4,38 (s, 2H), 4,03 (s, 3H), 2,64 (s, 3H), 1,63 (d, J=6,5 T'u, 6H).

LC-MS (macca/3apsn) 436,6 (MH"); tg = 0,6 Mun (cioco6 D).

IMpumep 183. 1-M3onponuin-N-((2-MeTOKCUTUPUANH-3-HIT)METHI)-3-MeTHI-5-(2-(TprUd TOpMETHIT ) THPHU-
nuH-3-mn)- 1 H-iupazono[4,3-b|nupuans-7-aMuH

MOJYYCHHBIA C TPUMCHEHHUEM TaKOW e MpOIeAyphl, KaK OMHCaHHAs i npumepa 1, u3 5-Opom-1-
n3onponi-N-((2-MeToKCUTUpUANH-3 -mi)MeTnn)-3-Metni- | H-mupazono[4,3-b jnupuann-7-amMuHa u (2-
(TpudTOpMETHIT)TUPUIHUH-3-1T1)00OPOHOBOH KHUCIIOTHI.

'H SIMP (xnopodopm-d, 600 MI'u) & 8,73 (dd, J=4,7, 1,6 T'u, 1H), 8,13 (dd, J=5,1, 1,9 T'u, 1H), 7,94 (dd,
=19, 1,6 I'u, 1H), 7,57 - 7,52 (m, 2H), 6,89 (dd, J=7,2, 5,1 T'y, 1H), 6,49 (s, 1H), 5,29 (t, J=5,8 'y, 1H), 4,87
(hept, J=6,6 T'u, 1H), 4,45 (d, J=5,8 'y, 2H), 4,01 (s, 3H), 2,61 (s, 3H), 1,66 (d, J=6,5 ', 6H).

LC-MS (macca/3apsin) 457,5 (MH"); tg = 0,56 Mus (cioco6 D).

IMpumep 184. 3-(AudTopmetii)-5-(2-3Tokcunupuan-3-mi)- 1 -u3onporuia-N-((1-metwun-1H-mupazon-4-
wn)metwn)- 1 H-mupazono[4,3-b]mupunun-7-aMuH

[Momemamu pactBop  7-xJ0p-3-(audTopMeTrin)-5-(2-3ToKCHIUPUINH-3-1)- | -u3onponui- 1 H-iupasono
[4,3-b]mupuauna (3,0 mr, 6,5 Mkmoins), (1-metun-1H-mupaszon-4-nn)meranamuna (29,0 mr, 0,26 mmois) 8 NMP
(0,22 mu) B 3ameyaTaHHOM cOCyJlle Ha MacisHyto Oanro nipu 155°C m mepememmBanu B Teuenue 16 4. Cmech
pasnensn Mexay dTritaneratoM (20 mur) u Bogon (2x15 mur). OpraHudeckuid ClI0H MPOMBIBAIN COJIEBBIM pac-
tBOpoM (10 M), BeicymmBamu (Na,SO4) n koHueHTpupoBay. C moMomnipio (udII-xpoMaTorpaduu Ha CHIMKA-
resie (TpaMeHT JIIOMPOBAHMS OT TeNTaHa JI0 ATWIIALEeTaTa) Moiaydand 3-(audTopMeTiin)-5-(2-3TOKCUITPHUITH-
3-un)-1-monpormun-N-((1-meTwmi- 1 H-mupazon-4-nm)mernn)- 1 H-nmupazono[4,3-b|mupunnH-7-aMuH.

'H SIMP (xnopoopm-d, 600 MI'm) & 8,33 (dd, J=7.,4, 2,0 T, 1H), 8,18 (dd, J=4,9, 2,0 'y, 1H), 7,57 (s,
1H), 7,44 (s, 1H), 7,35 (s, 1H), 7,16 (t, J=54,1 I'y, 1H), 7,03 (dd, J=7.,4, 4,9 I'n, 1H), 4,82 (hept, J=6,5 'y, 1H),
4,57 (t, J=5,0 I'u, 1H), 4,47 (q, J=7,0 T'm, 2H), 4,40 (d, J=4,8 'y, 2H), 3,93 (s, 3H), 1,64 (d, J=6,5 I't, 6H), 1,39
(t,J=7,0 I'y, 3H).

LC-MS (macca/3apsin) 442,6 (MH"); tg = 0,55 mun (cioco6 D).
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IMpumep 185. 1-H3onponmn-3-metun-N-((1-metnn-1H-mmpazon-4-mn)merun)-5-(1H-1,2,4-tpuazon-1-nin)-
1H-niupazono[4,3-b]nmupunun-7-aMuH

N\
<\\\
NN N A
[ "N
NN
NH )\

&

N—N
\

[TepememmBanu cMech 5-6pom-1-uzonponmi-3-metin-N-((1-metun- 1 H-nmupazon-4-mm)metwn)- 1 H-
nupazono[4,3-b]mupunun-7-amuna (50 mr, 0,14 mmois), 1H-1,2,4-tprazona (19 mr, 0,28 Mmmons), CS,CO; (135
mr, 0,41 mmons), Ni,N,-mumermiaTan-1,2-quamuna (2 mr, 0,028 MMonb), auiioguna TeTpaOyTUIAMMOHUS U
tommenu (30 mr, 0,027 mmons) B auMetunaneramuse (2 mi) nmpu 110°C B Tedenue 16 4 B cTeprIIbHON Kamepe ¢
nepuatkamu. [locne ¢punbTpanuy GUIBTPAT KOHIEHTPUPOBAIN M OYHINAIN C ITOMOIIbI0 npenapaTiBHoil HPLC
¢ mnoxydenueM 1-uzonponui-3-mermi-N-((1-merun-1H-nupaszon-4-um)mernn)-5-(1H-1,2,4-rpnazon-1-um)-1H-
npasono[4,3-b|nupuaun-7-aMuHa.

'H SIMP (xnopodopm-d, 400 MI'n):5 9,24 (s, 1H), 8,08 (s, 1H), 7,58 (s, 1H), 7,47 (s, 1H), 7,13 (s, 1H),
4,76 - 4,73 (m, 1H), 4,73 - 4,64 (m, 1H), 4,45 (d, J=4,8 I'u, 2H), 3,95 (s, 3H), 2,59 (s, 3H), 1,59 (d, J=6,4 I'Ly,
6H).

LC-MS: tg = 1,88 mun (cnoco6 B), macca/zapsan = 352,1 [M+H]'.

IMpumep 186.  3-[1-M3omponmi-3-metmi-7-[(1-meTwmi-1,2,4-Tpua3on-3-mi)MeTHIaMUHO |mupa3oiio[4,3-
b Jmupuana-5-un]-1 H-mupuaua-2-oH

TIOJIYICHHBIN ¢ TIPUMEHEHHUEM TaKOW K€ MPOLEeAypHl, Kak OMHMCaHHas Jis pumMepa 29, u3 3 -(7-amuHO-1-
n3onpommi-3-metui-1 H-nupazono[4,3 -b] mupnaun-5-nm)nupuaun-2(1H)-ona n 1-mermn-1H-1,2,4-tprazon-3-
KapOaJbieruaa.

'H SIMP (xsopodopm-d, 400 MT'): & 8,24-8,22 (m, 1H), 8,05 (s, 1H), 8,02-7,98 (m, 1H), 7,21 (s, 1H),
6,79-6,74 (m, 1H), 6,00-5,94 (m, 1H), 5,03-4,97 (m, 1H), 4,70 (d, J=4,4 I'u, 2H), 3,95 (s, 3H), 2,62 (s, 3H), 1,65
(d, J=6,8 I'i, 6H).

LC-MS (macca/3apsn) 379,1 (MH"); tg = 1,56 mun (cioco6 B).

Mpumep 187. 3-[1-U3zonpomun-3-metnin-7-( 1H-nupazon-3-nnmernnamuno)nupasono[4,3-b|nupuaun-5-
nn|-1H-nupuana-2-oH

NH)\

NZ

TIOJYYEHHBIH C MPUMEHEHHEM TaKOW K€ MpOIeaypbl, Kak omucaHHas Juisl npumepa 29, u3 3-(7-amuHo-1-
n3onponmi-3-metii- 1 H-nupazono[4,3-bmupuann-5-nn)nupuaun-2(1H)-ona u 1 H-nupazosn-3-kapbansaernaa.

'H SIMP (DMSO-dg, 400 MI'my): & 12,63 (brs, 1H), 11,73 (brs, 1H), 8,30-8,28 (m, 1H), 7,82-7,47 (m, 3H),
6,62-6,51 (m, 1H), 6,32-6,21 (m, 2H), 5,16-5,13 (m, 1H), 4,57-4,39 (m, 2H), 2,46 (s, 3H), 1,43 (d, J=6,4 IL,
6H).

LC-MS (macca/3apsin) 364 (MH'); tg = 1,79 mun (crioco6 C).
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Mpumep 188.  5-[2-(Audropmeroxcn)-3-mmpuaui]-1-u3onpornun-N-[(2-MeTOKCH-3-MTHPUIIIT)METHI |-3-
MeTwInupaszoio[4,3-bnupuans-7-aMuH

TIOJYYCHHBIH ¢ IPUMEHEHHEM TaKoW e MpOLEAypHl, KaKk OomucaHHas [yl npumepa 1, uz 5,7-nubpom-1-
n3onpommi-3-metui-1 H-nupazono[4,3-b|nupuanna, (2-MeToKCHUNUpUANH-3-wi)MeTanaMuHa W (2-(xudrop-
METOKCH )TUPUANH-3-11)00POHOBOH KHCIOTEHI.

'H AMP (xsopodopm-d, 600 M) & 8,38 (dd, J=7,5, 2,0 T'u, 1H), 8,19 (dd, J=4,8, 2,0 T'u, 1H), 8,12 (dd,
J=5,1, 1,9 T'u, 1H), 7,64 (dd, J=7,2, 1,7 I'n, 1H), 7,60 (t, J=73,1 I'u, 1H), 7,24 (dd, J=7,5, 4,8 'y, 1H), 7,05 (s,
1H), 6,90 (dd, J=7,2, 5,0 I'n, 1H), 5,27 (t, J=6,0 I'nu, 1H), 4,87 (hept, J=6,5 I'n, 1H), 4,51 (d, J=5,9 T'w, 2H), 4,03
(s, 3H), 2,62 (s, 3H), 1,64 (d, J=6,6 I';, 6H).

LC-MS (macca/3apsin) 455,6 (MH"); tg = 0,57 mun (cioco6 D).

[Tpumep 189. 5-(2-Orokcu-3-mupuann)- 1 -uzonponun-N-[ (4-MeTOKCUITUPUMUIHH-2 -1 )METHI | -3 -
MeTIWIIHpPa3oio[4,3-b | mupuanH-7-aMuH

NH )\
NJ:N
N
I

TIOJIYICHHBIN C MPUMEHEHUEM TaKOW e MpPOIeAYyphl, KaK OmucaHHas s npumepa 1, u3 5,7-muxmop-1-
n3onponui-3-metui- 1 H-mupazono[4,3-b|nupuanHa, (4-MeTOKCHTTUPUMHIUH-2-WT)MEeTaHAMUHA B (2-3TOKCH-3-
MTUPHTAIT)OOPOHOBOM KHUCIIOTHI.

'H IMP (xopodopm-d, 400 MI'm): & 8,47 (d, J=5,6 ', 1H), 8,26 (dd, J=2,0, 7,6 ', 1H), 8,19 (dd, J=2,0,
4,8 ', 1H), 7,17 (s, 1H), 7,03 (dd, J=4,8, 7,2 ', 1H), 6,71 (d, J=6,0 I'y, 1H), 6,35 (brs, 1H), 5,16-5,10 (m, 1H),
4,62 (d, J=4,4 T'u, 2H), 4,50 (q, J=6,8 T'm, 2H), 4,04 (s, 3H), 2,67 (s, 3H), 1,69 (d, J=6,4 T'i, 6H), 1,46 (t, J=6.,8

T'u, 3H).
LC-MS (macca/3apsn) 434,2 (MH"); tg = 1,75 mun (cioco6 A).
ITpumep 190. 5-(2-3rokcu-3-nupuaun)- 1 -u3onporui-N-[ (4-MeTOKCUITUPUMUTUH- 5 -HIT)METHI | -3-

MeTwiInupaszoio[4,3-b]nupuans-7-aMuH

NN

TIOJIVICHHBI C TIPUMEHEHHEM TaKOW JXe€ TPOIEeAyphl, Kak omucaHHas s mpumepa 165, w3 5-(2-
TOKCUITUPUINH-3-11)- 1 -u3onponmii-N-(4-meTokcnOen3nn )-3-metnn- | H-nupasono[4,3-b jmupuaun-7-amuaa  u
5-(6pomMMeTHIT)-4-METOKCUITUPUMUIHHA.

'H SIMP (xnopodopm-d, 400 MI'u): & 8,77 (s, 1H), 8,49 (s, 1H), 8,24 (dd, J= 2,0, 7,2 T'u, 1H), 8,17 (dd,
J=2,0,4,8 'y, 1H), 7,16 (s, 1H), 7,02 (dd, J=4,8, 7,2 T'u, 1H), 4,97-4,94 (m, 1H), 4,88-4,84 (m, 1H), 4,52 (d, J=
5,6 T'u, 2H), 4,44 (q, J=7,2 T'y, 2H), 4,09 (s, 3H), 2,65 (s, 3H), 1,64 (d, J=6,8 T';, 6H), 1,34 (t, J=6,8 I'y, 3H).

LC-MS (macca/3apsn) 434,1 (MH"); tg = 1,57 mun (cioco6 A).
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[Mpumep 191. 5-(2-Orokcu-3-mupuun)-N-[ (2-3TOKCH-3 -ITUPUAMIT)METHII |- | -U30TTPOTHIT-3-METHIIITHPA30JI0
[4,3-bnupuaun-7-aMuH

ZN

MOJyYEHHBIH ¢ TPUMEHEHUEM TaKOHM e MpOLEeAypbl, KaK ONMUCAaHHAs i mpumMepa 1, u3 5,7-auxiop-1-
n3onpommi-3-metui-1 H-nupaszono[4,3-b|nupuanna, (2-3TOKCHNUPHIUH-3-MI)MeTaHaMUHa H  (2-3TOKCH-3-
MIUPHIIT)00POHOBOH KHCIIOTEHI.

'H SIMP (xnopodopm-d, 400 MI'm): & 8,26-8,24 (m, 1H), 8,17-8,16 (m, 1H), 8,12-8,11 (m, 1H), 7,60-7,59
(m, 1H), 7,17 (s, 1H), 7,03-7,00 (m, 1H), 6,88-6,87 (m, 1H), 5,08 (brs, 1H), 4,89-4,86 (m, 1H), 4,53-4,45 (m,
4H), 4,41 (q, J=6,8 I'y, 2H), 2,65 (s, 3H), 1,64 (d, J=6,4 I'y, 6H), 1,43 (t, J=7,2 ', 3H), 1,32 (t, J=7,2 I';, 3H).

LC-MS (macca/3apsin) 447,2 (MH'); tg = 1,9 Mun (cioco6 A).

[Tpumep 192. 5-[2-(AnmeTnnamMuHO)-3-tupuaui |- 1 -uzonponwi-N-[ (4-metokcu e )MeTnn | -3-
MeTIIHpPa3oio[4,3-b | mupuanH-7-aMuH

B pacrBop NaH (183 wmr, 4,59 mmonb, 60% Bec./Bec.) B THF (4 mi) nob6asmsiimm S5-(2-ropnupuans-3-nm)-
1-n3omponui-N-(4-meTokcnbensmn)-3-meTmi- | H-nmupaszono[4,3-b] nmupuaun-7-amun (310 mr, 0,77 MMonb) nipu
0°C. dobasmsin aumetmiaMuHa ruapoxiopus (156 mr, 1,91 MMoib) 1 OTy4eHHYIO CMECh NTEpEeMELIHBAIIN TIPH
70°C B Teuenue 16 4. [lo6apnsum Boay (3 MII) U CMECh BBUIMBAIM B HACBHIIICHHBIN BoMHBIN pacTBop NaHCOs.
Cwmech skcTparupoBain stuinaneraroM (20 Mt x 3). OObeJUHEHHBIE OPTaHUYECKHE CJIOM MPOMBIBAIN COJICBBIM
pactBopoM (20 mi), BeicymuBanu Hax Na,SO4 v KOHLIEHTpHpoBaid. HeouneHHy0 cMeCh OYHINAIN C ITOMO-
mplo  QupnI-xpomatorpadgum ¢ momompio TenTtaHa:dTHianerata = ot 1:0 go 0:1, ¢ momydenmem 5-(2-
(nMMeTHIaMIHO ) TUpUIUH-3-1)- | -uzonponi-N-(4-metokcnbeH3nn)-3-metwi- | H-mupazono[4,3-b jmupuaua-7-
aMMHa.

'H SIMP (x1opodopm-d, 600 MI'u) & 8,19 (dd, J=4,8, 1,9 I'u, 1H), 7,82 (dd, J=7.4, 1,9 ', 1H), 7,32 (d,
J=8,6 ', 2H), 6,93 (d, J=8,7 ', 2H), 6,82 (dd, J=7,4, 4,8 ', 1H), 6,79 (s, 1H), 4,87 - 4,83 (m, 1H), 4,83 - 4,79
(m, 1H), 4,42 (d, J=5,1 I', 2H), 3,83 (s, 3H), 2,64 (s, 3H), 2,61 (s, 6H), 1,64 (d, J= 6,6 I'u, 6H).

LC-MS (macca/3apsin) 431,2 (MH"); tg = 0,42 mMuH (cioco6 D).

[Mpumep 193. 3-[1-Uzonponmi-3-mMeTwin-7-[[2-(TpudTopMeTHIT)-3 -MTUpU NI |METHIAMIHO |upazono[4,3-b]
nupuauH-5-wi|-1H-nupuaun-2-on

TIOJIYICHHBIN C PUMEHEHUEM TaKOW e MpOIeAYyphl, KaK omucaHHas s npumepa 1, u3 5,7-muxmop-1-
n3onponui-3-metui- 1 H-mupazono[4,3-b|nupuanna, (2-(TpudTopMeTrin)IupuInH-3-uil)MeTaHaMuHa 1 (2-0KCo-
1,2-auruaponupuINH-3-11)00POHOBOH KHUCIIOTHI.

'H AMP (xsopodopm-d, 400 MT'n): & 8,64 (d, J=4,4 I'i, 1H), 8,08 (d, J=8,0 T'u, 2H), 7,69 (m, 1H), 7,50-
7,47 (m, 1H), 7,07 (m, 1H), 6,59-6,56 (m, 1H), 6,06 (brs, 1H), 5,08 (m, 1H), 4,91 (s, 2H), 2,58 (s, 3H), 1,63 (d,
J=6,4 T'u, 6H).

LC-MS (macca/3apsn) 443 (MH"); tg = 1,87 mun (cioco6 C).
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[Mpumep 194. 1-U3onponun-3-metni-5-(3-meTnm3okcazon-4-mm)-N-[(1-mMeTunnumpazon-4-ni)MeTu | nupa-
30710[4,3-b|nupunuH-7-aMuH
2
N 1§
’d

[ N
NN
NH )\

&

N—N
N\

TIOJIYICHHBI ¢ NMPUMEHEHWEM TaKOW e TMpOIenyphbl, Kak OMHMCAHHAs Ui mpumepa 1, u3 5-Opom-1-
uzonpommi-3-metuia-N-(( 1 -metwun- 1 H-mupason-4-win)merwn)- | H-upazono[4,3-bmupuanH-7-aMuHa ¥ 3-METHII-
4-(4,4,5,5-rerpameTni-1,3,2-nuokcaboponan-2-ui)U30Kca3oa.

'H SIMP (xnopodopm-d, 400 MI'n): &= 8,67 (s, 1H), 7,56 (s, 1H), 7,43 (s, 1H), 6,54 (s, 1H), 4,79 - 4,66 (m,
1H), 4,60 (brs, 1H), 4,38 (d, J=4,8 I';, 2H), 3,94 (s, 3H), 2,61 (s, 6H), 1,59 (d, J=6,4 I';, 6H).

LC-MS (macca/3apsn) 366,1 (MH'); tg = 1,61 mun (cioco6 C).

IIpumep 195. 1-Uzonponun-3-metun-5-(1-metun-1H-1,2,4-rpuaszon-5-un)-N-((1-metun-1H-nupaszon-4-
wn)metwn)- 1 H-mupazono[4,3-b]mupunun-7-aMuH
N\N/
A N

N A
Z

\,N
N
NH ,>‘~

&

/N—N

[TepememmBanu cMech 5-6pom-1-uzonponmi-3-metin-N-((1-metun- 1 H-mupazon-4-wmn)metwn)- 1 H-
mupasono[4,3-bmupugun-7-amuna (0,15 r, 0,41 mmoms), 1-metmn-1H-1,2 4-tpuazona (103 wmr, 1,24 Mmons),
Pd(OAc), (5 mr, 0,021 mmomns), Ru-Phos (2-aumuknorekcmigochuno-2',6'-nuusonpornoxcndonupennna) (19 wr,
0,041 mmous), K,CO;5 (171 mr, 1,24 MMoib) 1 2,2-TUMETHIIIIPONAaHOBON KUCIOTHI (21 Mr, 0,21 MMOITB) B KCHIIO-
ne (15 mu) mpu 140°C B Teuenue 12 1 B atMmocdepe N,. CMech KOHIIEHTpHPOBAIX TOJ BakyyMoM. OcTaTok
ounmiany ¢ nomosto npenapatuBHoit TLC (SiO,, stmnanerar/MeOH = 10:1) u npenaparusHoit HPLC ¢ momy-
YEHUEM 1-m3omnponmin-3-metun-5-(1-merun-1H-1,2,4-rpuazon-5-nm)-N-((1-metun- 1 H-nupazon-4-mwr)merwnn)-
1H-niupazono[4,3-bnupunun-7-aMuHa.

'H IMP (xmopodopm-d; 400 MI'n): 6 7,92 (s, 1H), 7,57 (s, 1H), 7,46 (s, 1H), 7,42 (s, 1H), 4,76-4,70 (m,
1H), 4,59-4,56 (m, 1H), 4,47 (s, 3H), 4,44 (d, J=4,4 I'y, 2H), 3,93 (s, 3H), 2,62 (s, 3H), 1,59 (d, J=6,4 I'ni, 6H).

LC-MS (macca/3apsin) 366,1 (MH"); tg = 1,72 mun (cioco6 C).

Ipumep  196.  1-M3ompommn-3-meTun-5-(2-nponokcu-3-nmupuamn)-N-( 1 H-mupa3zon-4-unmeTwn)nupa-
30110[4,3-b]mupuauH-7-aMuH

N—NH

MOJYYEHHBIH ¢ IPUMEHEHUEM TAKOM e MPOoIeAyphl, Kak ONMcaHHast Ui mpumepa 29, u3 1-u3onpomnui-3-
MeTHI-5-(2-TIportoKkcunupuanH-3-mn)- 1 H-mapaszono[4,3-bmupunna-7-amuaa | 1-tputnin-1H-mupazon-4-
KapOabaernua.

'H SIMP (DMSO-dg, 400 MTI'ry): & 8,27 (dd, J=7,2, 2,0 I'i, 1H), 8,18 (dd, J=4,8, 2,0 ', 1H), 7,70 (s, 2H),
7,24 (s, 1H), 7,03 (dd, J=7,6, 5,2 I'n, 1H), 4,82-4,72 (m, 1H), 4,52 (brs, 1H), 4,45 (d, J=4,8 I'y, 2H), 4,37 (t,
J=6,4 'y, 2H), 2,65 (s, 3H), 1,86-1,77 (m, 2H), 1,6 (d, J=6,4 I't, 6H), 1,04 (t, J=7,6 I'm, 3H).

LC-MS (macca/3apsin) 406,1 (MH"); tg = 1,66 Mu (crioco6 A).
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ITpumep 197. 5-(2-Orokcu-3-nupuaui)-N-[ (2-MeTokcu-3-mupu AT )MeTHI | -3 -MeTHI- 1 -(okceTaH-3-
win)nupasono[4,3-bnupuann-7-aMuH

Na

TIOJIYICHHBIN C TIPUMEHEHHEM TaKOW JKe MPOIEIyphl, KaKk ONMmucaHHas i npumepa 1, uz 5,7-nubpom-3-
MmeTmi-1-(okceran-3-win)nupaszono[4,3-bnupuauna,  (2-MeTOKCH-3-IMpHIMWI)METaHAaMUHAa U (2-3TOKCH-3-
MUPHIHIT)00POHOBOM KHCIIOTEHI.

'H SIMP (xnopodopm-d, 400 MT'n): & 8,27 (dd, J=2,0, 7,6 ', 1H), 8,19-8,16 (m, 1H), 8,15-8,12 (m, 1H),
7,59 (d, J=6,4 T'n 1H), 7,23 (s, 1H), 7,04-7,01 (m, 1H), 6,91-6,88 (m, 1H), 6,15 (brs, 1H), 5,90-5,86 (m, 1H),
5,26-5,22 (m, 2H), 5,18-5,15 (m, 2H), 4,53 (d, J=5,6 ', 2H), 4,42 (q, J=6,8 'y, 2H) 4,03 (s, 3H), 2,64 (s, 3H),
1,32 (t, J=6,8 I'u, 3H).

LC-MS (macca/3apsn) 447 (MH"); tg = 1,89 mun (crioco6 C).

IMpumep 198. 5 -(2-(Otmn(MeTnin)aMUHO)TUPUAHH-3-1N)- | -r3ompormii-N-(4-MeTOKCHOCH3MIT)-3 -METHII-
1H-nupazoino[4,3-b]mupunua-7-aMuH

TIOJIVICHHBI C TIPUMEHEHHEM TaKOW JXe€ TPOIEeAyphl, Kak omucaHHas mis mpumepa 192, w3 5-(2-
dbroprmpunuH-3-mn)- 1 -u3onponmi-N-(4-meTokcnbensmn )-3-meTui- | H-nmupazomno[4,3-b]mupunna-7-amuHa u
METHIIITAHAMHUHA.

'H SIMP (xnopodopm-d, 600 MI'm) & 8,20 (dd, J=4,8, 1,9 I'u, 1H), 7,80 (dd, J=7.4, 1,9 ', 1H), 7,32 (d,
J=8,7 T'u, 2H), 6,93 (d, J=8,6 T'u, 2H), 6,84 - 6,80 (m, 2H), 4,79 (hept, J=6,6 T'n, 1H), 4,72 (t, J=5,2 T'u, 1H),
4,40 (d, J=5,1 I'n, 2H), 3,83 (s, 3H), 3,08 (q, J=7,0 ', 2H), 2,65 (s, 3H), 2,64 (s, 3H), 1,62 (d, J=6,5 I';, 6H),
0,93 (t, J=7,0 T'u, 3H).

LC-MS (macca/3apsn) 445,6 (MH"); tg = 0,53 mun (cioco6 D).

Mpumep 199.  5-(2-Orokcunupunns-3-un)-3-(gropmerwn)- 1 -m3onpommi-N-((1-merun-1H-nupazon-4-
wn)metwn)- 1 H-mupazono[4,3-b]mupunun-7-aMuH

N O~

PactBop 7-x50p-5-(2-3TOKCUTIMPUINH-3-111)-3-(PTOpMETHI)- | -u30mponiI- | H-upazono[4,3-b|mupunnna
(2,0 mr, 5,7 mxMoub), (1-metun-1H-nupazon-4-uwn)meranamuna (30,0 mr, 0,27 mmoiis) B NMP (0,2 mi1) B 3aKphI-
TOM cocylle ToMemaiu Ha macisHyro Oanto mpu 155°C. Uepes 20 u mobapmsumm (1-metni-1H-mmupazon-4-
nin)MeranamuH (30,0 mr, 0,27 MMoIs) U pacTBOp HarpeBanu nipu 155°C B Teuenne 15 4. CMech pa3fesiin Mex-
Iy orunaneratoM (25 mur) u Bopoi (3x20 mi). OpraHuuecKHid cJI0H MPOMBIBAIH COJIEBBIM PACTBOPOM (25 M),
BeicymuBan (Na,SO,) 1 koHIIeHTprpoBanu. OCTaTOK OYXIIAIN C TIOMOIIBIO (IdII-XpoMaToTpaduu Ha CHITUKA-
rejge (renTaH/3TWiAeTar) ¢ MNOJydYeHHeM S-(2-3TOKCHIUpUINH-3-1i)-3-(hropmerwin)-1-u3onponmn-N-((1-
meTwi- 1 H-mupason-4-mn)mermn)- 1 H-upazono[4,3-bmupuaus-7-aMuHa.

'H SIMP (DMSO-dg, 600 MI'm) & 8,21 - 8,15 (m, 2H), 7,61 (s, 1H), 7,42 (s, 1H), 7,14 (s, 1H), 7,10 (dd,
J=7,4, 4,9 I'n, 1H), 6,84 (t, J=5,6 I'n, 1H), 5,67 (d, J=49,2 I'n, 2H), 5,28 (hept, J=6,4 T'u, 1H), 4,41 - 4,33 (m,
4H), 3,77 (s, 3H), 1,51 (d, J=6,5 'y, 6H), 1,24 (t, J=6,9 ', 3H).

LC-MS (macca/3apsn) 424,6 (MH"); tg = 0,5 mun (cioco6 D).
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Mpumep 200. 1-U3zonpommin-3-metui-N-((1-metnn-1H-nupazon-4-mn)merun)-5-(4-MeTnirokcason-5-mn)-
1H-niupazono[4,3-b]nmupunun-7-aMuH

\
z

=N

N
<N
NH )\

&

N—N
/

INepememmuBanu cMech 5-6pom-1-uzonponmi-3-metui-N-((1-metni-1H-nmpazon-4-nm)merwn)- 1 H-
nupasono[4,3-bmupugun-7-amuna (0,15 1, 0,41 mMons), 4-metunokcaszona (103 mr, 1,2 mmons), Pd(OAc), (5
Mr, 0,021 mmonb), Ru-Phos (19 mr, 0,041 mmomns), K,COs3 (171 mr, 1,2 MMoOIb) U 2,2-THMETHIIIIPOITAHOBOH KH-
cnotsl (17 mr, 0,17 MMons) B Tomyone (15 mm) mpu 110°C B Teuenue 12 4. Cmech KOHLIEHTPUPOBAIX MO Ba-
kyymoM. OctaTok ouuimani ¢ momonipio npenapatuBHoit TLC (Si0,, netponeiinsiii a¢up/strnanerar = 0:1) u
npemapatuBHoii HPLC ¢ monmydenuem 1-uzonponwi-3-metuin-N-((1-metwmn- 1 H-nupazon-4-um)merun)-5-(4-
MeTHIIOKCca307-5-wmi)- 1 H-mupazomno[4,3-b JnupuanH-7-amuHa.

'H SIMP (xnopodopm-d; 400 MI'w): & 7,85 (s, 1H), 7,58 (s, 1H), 7,45 (s, 1H), 6,84 (s, 1H), 4,78-4,72 (m,
2H), 4,43 (d, J=4,4 T'n, 2H), 3,94 (s, 3H), 2,68 (s, 3H), 2,62 (s, 3H), 1,58 (d, J=6,4 T', 6H).

LC-MS (macca/3apsin) 366 (MH'); tg = 1,6 mun (cioco6 C).

[Tpumep 201. 5-[2-(ImmeTraamMuHO )-3-tupu i |- 1 -uzonponi-3-mMetria-N-[ (1 -meTunmupaszon-4-
WI)MeTHI | ipa3osno[4,3-bnupuaus-7-aMuH

N—N

MOJYyYEHHBIH C NPUMEHEHHEM TaKOM e NpOoLEeAypbl, Kak ONHMcaHHas aiasd npumepa 29, u3z 5-(2-
(mMMeTHIaMUHO )TUpUANH-3-1)- 1 -u3onponmi-3-metii- 1 H-nupasono[4,3-b] mupunun-7-amuHa u 1-metnn-1H-
npason-4-kapoanbaerua.

'H SIMP (Xnopodopm-d, 600 MI'm) & 8,22 (dd, J=4,8, 1,9 T, 1H), 7,83 (dd, J=7.3, 1,9 T, 1H), 7,54 (s,
1H), 7,40 (s, 1H), 6,87 - 6,82 (m, 2H), 4,77 (hept, J=6,6 I'u, 1H), 4,58 (t, J=4,7 I'y, 1H), 4,33 (d, J=5,0 'y, 2H),
3,93 (s, 3H), 2,73 (s, 6H), 2,64 (s, 3H), 1,61 (d, J=6,6 ', 6H).

LC-MS (macca/3apsn) 405,6 (MH"); tg = 0,34 Mun (cioco6 D).

IMpumep 202. 1-M3onpommn-3-metun-N-((1-metwi-1H-mmupazon-4-un)mernin)-5-(4-MeTHI0KCa30I1-2-1T)-
1H-nupazoino[4,3-b]mupunua-7-aMuH

NH)\

&

N—N

\
[TepememmBanu cMech 5-6pom-1-uzonponmi-3-metin-N-((1-metun- 1 H-nmupazon-4-wmn)metwn)- 1 H-
nupasono[4,3-bmupuaun-7-amuna (100 mr, 0,28 Mmoins), 4-MeTrinokcaszona (46 mr, 0,55 mmons), XPHOS-Pd-
G3 ((2-mumuknorekcuingocuno-2',4',6'-rpunzonponui-1,1'-onpennn)[2-(2'-amuno-1,1'-6npenmn) Jnana-

musa(1l) merancynegonar) (12 mr, 0,014 mmons), t-BuOK (93 mr, 0,83 MMonb) B tuMeTiianeTamusae (5 M) npu
100°C B Teuenne 12 1 B atmochepe N,. CMech KOHIIEHTPUPOBAIH O] BakyyMoM. OCTaTOK OYHINAIN C TTOMO-
meto npenaparusHoit TLC (SiO,, nerponeiinsiii adup/srrnanerar = 0:1) u npenaparusaoid HPLC ¢ nomyuyenn-
em 1-m3onponmi-3-metun-N-((1-merun-1H-niupazon-4-un)mernn)-5-(4-metunokcaszon-2-mn)- 1 H-nupazomno[4,3-
b |nupuauH-7-aMuHA.

'H IMP (xmopodopm-d; 400 MI'n): & 7,58 (s, 1H), 7,53 (s, 1H), 7,45 (s, 1H), 7,34 (s, 1H), 4,77-4,67 (m,
1H), 4,58 (brs, 1H), 4,44 (d, J=4,8 T'y, 2H), 3,94 (s, 3H), 2,68 (s, 3H), 2,29 (s, 3H), 1,58 (d, J=6,8 I';, 6H).

LC-MS (macca/3apsin) 366,1 (MH"); tg = 1,74 mun (cioco6 C).
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Mpumep 203.  1-Uzonponmin-3-metun-N-[(1-meTunnupason-4-uin)merun]-5-(4-metui-1,2,4-tpuaszon-3-
win)nupasono[4,3-bnupuann-7-aMuH

N-
SN
N z

[

X N’

NH )\
\\
N—N
\

TIOJYYEHHBIH C NMPUMEHEHHEM TaKOW ke MpOLEeXyphbl, Kak onucaHHas aist mpumepa 195, u3 5-6pom-1-
uzonpommi-3-metiia-N-(( 1 -metun- 1 H-mupason-4-win)merwn)- | H-upazono[4,3-bmupuaun-7-aMuHa ¥ 4-METHII-
4H-1,2,4-tpua3ona.

'H SIMP (CDCl; 400 MI'ny): & 8,18 (s, 1H), 7,56 (s, 1H), 7,55 (s, 1H), 7,48 (s, 1H), 4,78-4,71 (m, 1H), 4,60
(brs, 1H), 4,44 (d, J=4,4 T'u, 2H), 4,23 (s, 3H), 3,93 (s, 3H), 2,60 (s, 3H), 1,59 (d, J=6,4 ', 6H).

LC-MS (macca/3apsn) 366,1 (MH"); tg = 1,65 mun (crioco6 B).

HUcneiTanus in vitro.

Amnanmu3 uaruouposanus PDEL.

Anammsel B otHomieann PDE1A, PDEIB u PDE1C npoBonuim clieayromuM o0pa3oM: aHaTu3bl POBOIH-
M ¢ oOpasmamu o0beMoM 60 MKII, copepkamumMu (GuKcUpoBaHHOe KonmdecTBo Gepmenta PDE1 (mocraTtounoe
s npespamenus 20-25% cybcrparta nukimieckoro Hykieoruaa), oydep (50 MM HEPES ¢ pH 7,6; 10 MM
MgCly; 0,02% Tween 20), 0,1 mr/mi BSA, 15 HM MeuenHoro TputueM cAMP 1 pa3nudHble KOJTHYECTBA WHTH-
OuTopoB. Peaknuym MHUAIMUPOBATU MyTeM J00aBICHHUS CyOCTpaTa MUKIMYECKOTO HYKICOTHIA U 00eCTICUnBaN
MPOTEKAHUE PEaKIMK B TCYCHUE | 4 MpU KOMHATHOW TeMIIepaType, MOCe Yero UX OCTAHABIMBAIIN ITyTEM CME-
mmBanus ¢ 20 M (0,2 mr) rpanyn SPA u3 cunmikara urtpust (PerkinElmer). O6ecneunBanu ocenaHue rpaHys B
Te4eHHe | 4 B TEMHOTE, MOCIE Yero MOACYMTHIBANHU IUIAHIIETHI Ha yCTpoWcTBe st moacyera Wallac 1450
Microbeta. MI3aMepeHHBIC CUTHAIBI TIEPEBOJIMIA B aKTUBHOCTh OTHOCUTEIHHO HE MOJBEPTHYTOTO HMHTHOHUpPOBa-
Huro koHTpoIis (100%), a 3HaueHus ICs, paccunteiBanu ¢ momonipio XIFit (momens 205, IDBS).

OOPMVYIIA U3OBPETEHUA
1. Coemunenne hopmyasl (1)

R1

R4__N {
[ "N

X N'

\Y
R2

L
R3

@,
rae L BeiOpan u3 rpymisl, cocrostei u3 NH, CH,, S u O;

R1 BBIOpaH W3 rpymel, cocTosmeld W3 BOAOPOJA, JUHEHHOTo Wiu pasBerBieHHOro C-Csamkmma, C-
Cshropankuia U HaCBIIIEHHOTO MOHOIIMKINIECKOTO C3-CsITUKIIOATKHIA,

R2 BBIOpaH w3 rpynmel, cocTosimed U3 TMHEHHOTO Wik pa3BeTBieHHOro C,-CgayiKkuiia, HACHIIIICHHOTO MO-
HOIMKIIHIECKOTO C3-CgIIUKIIOAKHIIA, OKCETaHIIIA, TETParuapopypaHiia U TeTParuIpONUPaHmiIa; BCe U3 KOTO-
PBIX MOTYT OBITH HEOOS3aTEIBHO 3aMEIICHBI OHUM HIH HECKOJIBKUMH 3aMECTUTEIISIMU, BEIOPAHHBIMU U3 TPYII-
TIBI, COCTOSIICH W3 METHIIa, PTOpa, THAPOKCH, IMAHO M METOKCH;

R3 mpencrasisier co00# MeTHII, 3aMEIICHHBIA (DEHUIIOM, MUPHIOHWIOM, TAPHIUHIIOM, TUPUMHIINHIIOM
WIN MUPA3UHUIOM, BCE U3 KOTOPBIX MOTYT OBITh HE00s3aTEIFHO 3aMEIICHBI OJJHIM HJIM HECKOJLKUMHU 3aMECTH-
TeJNSIMHU, BBIOPAHHBIMH W3 TPYIIBI, cOCTOsIIeH u3 ramoreHa, nuaHo, Ci-Csankwmma, C;-Cidpropankuna, Ci-
Cspropankokcu u C-C;amkoKCH; WK

R3 mpencraBnser coboit METHII, 3aMEIIEHHBIA S-4JICHHBIM TeTepOapuiioM, coaepxammuM oT 1 10 4 aToMOB
yIiepoaa U OJIMH WIIM HECKOJBKO T€TePOaTOMOB, BEIOPAHHBIX M3 KHCIOPOJa, a30Ta U Cepbl, KOTOPHIA Heobs13a-
TEJIHHO 3aMeIleH OJHUM WJIM HECKOJIBKUMH 3aMECTUTEIISIMH, BHIOpAaHHBIMH U3 TayioreHa, nuano, C;-Csankunia,
C,-Csdpropankmia, C,-Cspropankokcu n C,-C;alkoKCH; HITH

R3 mpencraBnsier coboit T, 3aMeNIeHHBIH (HEHUIIOM, MUPUIOHUIOM, TUPHIAHUIOM, TTUPHUMHTAHUIOM
VI TIMPA3HHUAIIOM, BCE M3 KOTOPBIX MOTYT OBITh HEOOSI3aTEILHO 3aMeIIeHBl OJHUM MM HECKOIBKUMHU 3aMECTH-
TEJSIMU, BBIOPAaHHBIMH W3 TPYIIBI, cOCTOsIeH W3 ramoreHa, nuaHo, Ci-Csankwmma, C;-Cidpropankmma, Ci-
Csdpropankokcu u C;-C;alKOKCH; HITH

R3 mpencraBiseT co0o0i 3THI, 3aMEIICHHBIN 5-WICHHBIM T'€TEPOAPUIIOM, COJCpKaImM oT 1 10 4 aTOMOB
yriaepoJa U OJWH WK HECKOJIEKO TeTePOaTOMOB, BEIOPAHHBIX U3 KUCIOPOJA, a30Ta U Cepbl, KOTOPHIH HEoOs3a-
TEJNBHO 3aMEIICH OJHUM WM HECKOJIBKUMH 3aMECTUTEIISIMH, BEIOPaHHBIMH W3 ranoreHa, nuaHo, C;-Csankuna,
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C;-Csdropankmna, Ci-Cspropankokcu u Ci-C;alnKoKcH; WIn

L mpencrapnsier coboit CH,, u R3 mpencraBnser coboit NH, 3amemieHHbIi (eHUITIOM, THPUIOHUIOM, ITH-
PUAMHUAIIOM, TUPUMUTUHIIOM WU MHPA3HHUAIIOM, BCE M3 KOTOPBIX MOTYT OBITh HEOOS3aTEIhbHO 3aMEIICHBI O
HUM WM HECKOJHLKHUMH 3aMECTHUTEIISIMH, BBIOpAaHHBIMH W3 TPYIIIBI, COCTOSAIICH W3 rajoreHa, mwano, C;-
Csankuna, C,-Csdpropankmna, C-Csdropankokcn u C;-C;aKoOKCH; HITH

L mpencrasnsier coboit CH,, m R3 npencrasnser coboit NH, 3aMelieHHbIN S-1ICHHBIM T€TepOapuiioM, CO-
Jiepkarym oT 1 10 4 aTOMOB yriiepo/ia ¥ OJIUH WM HECKOJIBKO TeTEPOaTOMOB, BEIOPAHHBIX M3 KUCIOPOIa, a30Ta
1 cepbl, KOTOPBIA HEOOI3aTEBHO 3aMEeIeH OJTHUM MM HECKOJIBKUMH 3aMECTUTEIISIMU, BRIOPAaHHBIMH 3 TaJIOTe-
Ha, muano, C;-Csankuna, C;-C;propankuna, C-C;propankokcu u C;-Ciankokcu;

R4 mpencraBnser co6oit GpeHMT, TUPUANHIIT WK THPUTOHHI, BCE U3 KOTOPHIX MOTYT OBITh HEOOS3aTEIEHO
3aMEIICHBI OJTHIM WIIH HECKOJILKAMU 3aMECTHTEISIMU, BRIOPAHHBIMU W3 TPYIIIbI, COCTOAIICH W3 TaJOrcHa, [ra-
Ho, C;-Cjankmma, C;-Cypropankuna, C;-Cyuelitepmoankuna, C;-CypTopanmkokcu, mukionpomnuiokcu, Ci-
Csankokcn, C;-Csaeiitepuoankokcu U -NRSR6, rne xaxneii u3 RS u R6 HezaBucumo BeiOpan u3 H, Ci-
Csankuna u C,-CsefiTepuoankunia; uin

R4 mpencraBnseT co0ol S-4ieHHBIN TeTepoapuil, coJiepkanuii oT 1 1o 4 aTOMOB yriepoja W OIWH WU
HECKOJIBKO T€TePOaTOMOB, BRIOPAHHBIX M3 KUCIIOPOa, a30Ta M CEPbhI, KOTOPBIH HEO0A3aTeIHHO 3aMEIIeH OJTHUM
WM HECKOJHKUMH 3aMECTHTEISIMHU, BBIOPAaHHBIMU W3 rayioreHa, nuaHo, C,-Cjankwmma, C-Cybropankwmra, C;-
Cyneitrepuoankuna, C;-Csdropankokcu, rmuknonporuiokcu, Ci-Csankokcu, Ci-Csnefiteproankokcu u -NR5SR6,
rae kaxaeiid u3 RS u R6 nesasucumo Beiopan u3 H, C;-Csankuna n C,-C;nedTeproanKkuia; i

R4 mpencrapnser coboit 4-, 5- UM 6-WICHHBIN HACBIIIEHHBIA TE€TEPOIUKI, coaepKamwii ot 1 1o 3, 4 win
5 aTOMOB yTJIepoJia U OIHMH WU HECKOJIBKO T€TEPOaTOMOB, BEIOPAHHBIX U3 KHUCIOPOJA, a30Ta H CEPHI, KOTOPHIH
BO BCEX CIy4yasX MOXKET OBITh HEOOA3aTENFHO 3aMEIICH OJTHUM WIIM HECKOJIBLKAMHU 3aMECTHTEIISIMUA, BEIOPAHHBI-
MU 13 okco, C;-Cyankmia u C;-CydpTopankuna;

U ero (hapManeBTHYCCKU MPUEMIICMBIC COJIH.

2. Coenunenue 1o 1.1 Gopmysr (Ib)

R1
Ra N~
| N
AN
\
NH R2
R3
(1b),

rae R1 BeIOpaH w3 rpymimel, cocTosIEH W3 BOIOPOaa, TUHEHHOTO WK pa3BeTBieHHOro Ci-Csankuia U Hackl-
MIEHHOT'O MOHOIUKITIYeCKOTO C;3-CsIUKITOANKIIIA;

R2 BeIOpaH W3 rpymmel, COCTOSIICH U3 JIMHEHHOTO WK pa3BeTBIcHHOT0 Ci-Cgakuiia, HaCHIIIIEHHOTO MO-
HonMKIYeckoro C;-CgIIMKIIOANKMIIA, OKCETaHUIIA, TeTParuaApodypaHuiia U TeTPparuIpoIHPaHuia; BCe U3 KOTO-
PBIX MOTYT OBITH HEOOS3aTEIBHO 3aMEIICHBI OJHUM HIIM HECKOJIBKUMH 3aMECTUTEIIIMU, BEIOPAHHBIMU U3 TPYII-
TIBI, COCTOSIIEH U3 MeTIIa, pTopa, THAPOKCH, IHAHO MIIH METOKCH;

R3 mpencrapnser coboi MeTHII, 3aMEIIeHHBIN (PEHMIOM, THPUIOHHUIOM FIIH MUPHUAMHUIOM, BCE U3 KOTO-
PBIX MOTYT OBITH HEOOS3aTENFHO 3aMEIICHBI OJHUM WM HECKOIBKHMHU 3aMECTUTEIISIMHE, BRIOPAHHBIME U3 TPYII-
MBI, cocTosmel u3 rajorena, C;-C;aakuna 1 METOKCH; HIIH

R3 mpencraBnser coboit METHII, 3aMEIIEHHBIA S-4JICHHBIM TeTePOapHiIoM, coaepxammuM oT 1 10 4 aToMOB
yriaepoJa U OJHMH WK HECKOJIBKO TeTePOaTOMOB, BEIOPAHHBIX U3 KUCIOPOJA, a30Ta U CepPhl, KOTOPHIA HEoOsI3a-
TEJNBEHO 3aMEIICH OJTHIM WM HECKOJIBKUMHE 3aMeCTHTEISIMH, BEIOpaHHbIMU 13 C-Ciankmna u C;-CibTopankuna;
WA

R3 mpencrasisieT co00it ATHII, 3aMEIICHHBIH (HEHUIOM, THPUIOHIIOM WA THPUIAHUIOM, BCE U3 KOTOPBIX
MOTYT OBITh HEOOS3aTCNFHO 3aMCIICHBI OJHUM WJIM HECKOJBKHMHU 3aMECTHTCIISIMUA, BEIOPDAHHBIMU W3 TPYIIIHL,
cocrostier u3 raynoreHa, C,-C;ankuiaa 1 METOKCH; UITH

R3 mpencrarmisier coboit 3THI, 3aMEIIEHHBIA S-UJICHHBIM T€TEPOapHIIoOM, coaepxamuM ot 1 10 4 aToMoB
yIaepoJa W OIWH WM HECKOJIBKO TeTePOaTOMOB, BEIOPAHHBIX M3 KHCIOPOJa, a30Ta M Cepbl, KOTOPHIH HeoOs3a-
TEJHHO 3aMeIeH OJHIUM MU HECKOJIbKUMH 3aMeCTUTEISIME, BeIOpanHbIME 13 C-Ciankwmna u C,-Csdropankmna;

R4 npencrasisier coboii heHWIT, MUPUIMHUII WITH TTUPUAOHUI, BCE U3 KOTOPBIX MOTYT OBITh HEOOSI3aTEIBHO
3aMEMICHBl OJHUM WIJIM HECKOJIBKIMH 3aMECTHTEISIMH, BRIOPaHHBIMHU M3 TPYIIIBI, COCTOSIIEH U3 rajorena, Ci-
Cianknia u C-C;alIKOKCH; WIN

R4 mpencrasisier coboli S-4IeHHBIH reTepoapui, KOTOphIi He00sA3aTeIbHO 3aMeIleH OJHUM MM HECKOJIb-
KAMU 3aMecTuTeNs My, BeiopanabiMU 13 Ci-Ciankmna u C-Cidropankuna;

U ero (hapManeBTHYECKU MPUEMIICMBIC COJIH.

3. Coenmnenwue no 1.1, tae L npencrasisier coboit NH.

4. Coenunenue no mobomy n3 mm.1-3, roe R2 BeIOpaH U3 TpymIibl, COCTOSIIIEH W3 JMHEHHOTO WM pas-
BeTBiIeHHOTO C;-Cgankuia, HACBIIICHHOTO MOHOIMKINYECKOTO Cs-CgIIMKIIOATKUIIA, OKCETAaHWIA, TCTParuapo-
(hypaHmIa U TETParuAPOIUPAaHIIIA, BCE U3 KOTOPHIX SIBISTIOTCS HE3aMEIIEHHBIMHU.

5. Coemunenue no mobomy u3 mm.l u 3-4, toe R3 mpencrasiseTr co00i METHI WIIM JTHJ, 3aMEIICHHBII
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(heHMITIOM, MUPUIOHWIOM, TUPUAWHIIOM, THPUMHUIAHIIIOM WIH MHAPA3HHUIOM, BCE M3 KOTOPBIX MOTYT OBITh
HEeo0s13aTeIbHO 3aMEIICHBI OJJHAM FJTH HECKOJILKUMH M3 METHUIIA.

6. Coemuaenue mo Jmobomy u3 mm.l1-4, roe R3 mpencrasisier coboil METHI WM ATHII, 3aMENICHHBIN 5-
YIEHHBIM T€TEPOapuiIoM, coaep kamuM oT 1 10 4 aToMOB yTiepojia ¥ OIUH WIIM HECKOJIBKO TeTepoaToMOB, BbI-
OpaHHBIX U3 KHUCIIOPOJIA, a30Ta U CePHI, KOTOPHIA HEOOS3aTEIBHO 3aMEIICH OJHIM MIIM HECKOIBKIMHU U3 METHIIA.

7. Coenunenue 1o mobomy u3 mm.1-6, rae R4 npeacrasiser coboii (heHWI, THPUANHII WA TTHPUIOHNI,
BCE M3 KOTOPBIX MOTYT OBITh HEOOS3aTEIFHO 3aMEIIeHBl OJHUM 3aMECTUTENIeM, BBIOpaHHBIM W3 TPYHIIBI, CO-
croseit u3 ragorena, C;-Csankmna u C,-C;anKkokcu.

8. Coenunenue 1o mobomy u3 m.1-6, rae R4 npencrasisier co00 S-4I€HHBIH reTepoaphil, CoaepKallui
ot 1 0 4 aTOMOB yriieposia ¥ OJWH WIH HECKOJBKO TeTePOaTOMOB, BRIOPAHHBIX M3 KHUCIOPOJA, a30Ta U CEPHI,
KOTOPBI HEOOs3aTeIbHO 3aMEIICH OJTHIM WJIM HECKOJIEKHMMU 3aMECTUTEISIMHE, BRIOpaHHbIMU U3 Ci-Csankmna u
C,-C;sdropankuna.

9. CoennHenue 110 I1000MY M3 M6 WK 8, I'/Ie YKa3aHHBIH S-4JICHHBIN reTepoapiil BEIOpaH U3 THA30JIMIIA,
OKCa30JIriIa, U30KCA30JIiIIa, TPHA30IMiIa, MUPA30IIMIa, TETPa30ia, UMUIA30JIMIA, OKCAIHa30IkIa, THAIHA30-
TvTa, ¥ THo(heHma.

10. Coemunenwne mo arooomMy u3 mi. 1 u 3-6, tae R4 npencrasisieT co0oii 4-, 5- Wiy 6-4IeHHBIA HACKIIIEH-
HBIA TETEPOITUKI, cofepxamuid oT 1 10 3, 4 WM 5 aTOMOB yriieposia U OJWH WU HECKOJIBLKO FeTepOaTOMOB, BBI-
OpaHHBIX W3 KHCIOPOAA, a30Ta U Cephl, KOTOPHII BO BCEX CIyJasxX MOXKET OBITh HEOOA3aTEIBHO 3aMEICH OTHUM
3aMeCTHTeNIeM, BBIOpaHHBIM U3 o0kco, C;-Cyankuna u C,-CydpTopankua.

11. Coemunenue no mobomy u3 mi.1, 3-7 u 10, rne R4 npencrasiser co6oii 4-, 5- UM 6-4ICHHBIN HACHI-
NICHHBINA TeTCPOIMKII, BRIOPAHHBIN M3 TPYIIIBI, COCTOSINCH M3 OKCA30JUINH-2-0HA, a3CTHINH-2-0Ha, IMHAa30-
JTUAWH-2-0Ha, IUPPOJIUIUH-2-0Ha, UMUAA30IUANH-2,4-110HA, OKCAa30JIUINH-2,4-TM0HA U TUIIEPUIUH-2-OHa.

12. Coeaunenwue 1o 1.1, rae coeJMHEHUE BEIOPAHO U3 TPYIIIEI, COCTOSIICH U3

1) 5-(2-3Tokcu-3-nupuanin)- 1 -uzonponui-3-metun-N-[ (5-metun-1,3,4-okcaguazon-2-uia)MeTui | nupa-
30710[4,3-b|mupunns-7-aMuHa;

2) 5-(2-3ToKCH-3-TIHpUAN)- | -u30TpoTHII-3-MeTHII-N-[ (5-MEe THATHA30J1-2 -1 )METHI |[Tipa30iio[4,3-
b nupuana-7-amMuHa;

3) 5-(2-3ToKCcH-3-rpuArI)- 1 -u30mponiiI-3-MeTHI-N-[ (5-MEe THITN30KCa30.I-3 -1l ) MEeTHII | irpa3ono[4,3-
b nupuana-7-amMuHa;

4) 5-(2-3ToKCH-3-TIHPUA)- | -u30TPOTTHII-3 -MeTHII-N-[ (2-MEeTHIIOKCa30J1-5 -1 )MeTHI [Tipa3oiio[ 4,3 -
b nupuana-7-amMuHa;

5) 5-(2-aToKcu-3-mpuann)- 1 -n3onponmi-3-metui-N-[ (2-metunTpuazon-4-mwi)Metuin |nupasono[4,3-
b nupuauH-7-aMuHa;

6) 5-(2-aToKcu-3-mpuann)- 1 -n3onponmi-3-meti-N-[ (1 -metunTpuazon-4-uwi)metwn |nupasono[4,3-
b nupuauH-7-aMuHa;

7) 5-(2-3Tokcu-3-nupui)- 1 -uzonpomnmi-3-metuin-N-(1 H-nupazon-4-unmernn)nupasoino[4,3-bnupuana-
7-amuHa;

8) 5-(2-3ToKcu-3-mIpuan)- 1 -uzonponwi-3-MeTuin-N-[ (2-Me THATe Tpa30JI-5-1i ) MeTHII | Trpa3ono[4,3-
b nupuann-7-amMuHa;
9) 5-(2-s3ToxcunupuanH-3-ui)- 1 -m3onponui-3 -meTuin-N-(( 1 -metnin- 1 H-mupazon-4-um)mernn)-1 H-

nupasodio[4,3-b]mupunnH-7-aMuHa;

10)  5-(2-atokcu-3-mupunnn)- 1 -u3onponmi-3-meTui-N-[ (3-MeTHIH30KCca301-5 -un)Me T [mupa3oio[4,3-
b nupuaun-7-aMmuHa;

11) 5-(2-aToKcu-3-mpuann)-1-n3onponui-3-metui-N-[ (2-meTunTrazon-4-win)MeTin | mupa3oino[4,3-
b nupuaun-7-aMmuHa;

12)  1-nuknonponui-5-(2-3Tokcu-3-mupuami)-3-metui-N-[(1-meTrnnupazon-4-min)merui | mupa3zono[4,3-
b nupuaun-7-aMmuHa;

13) 5-(2-arokcu-3-mupuann )-N-[(1-metunmupason-4-win)metui| - | -npormnmnupaszono[4,3-bmupuauH-7-
aMHHa;

14)  5-(2-s3tokcummpuana-3-min)-N-((1-metun- 1 H-mupazon-4-mr)metmn)- 1 -(okceran-3-un)- 1 H-mupazono
[4,3-b]mupunun-7-amuHa;

15) 5-(2-s3tokcummmpuaun-3-un)- 1 -metun-N-(1-(1-metmn-1H-ttupazon-4-un)atwn)- 1 H-mupazono[4,3-b|mm-
pUAMH-7-aMUHA (PaleMHUIeCcKOro);

15a) (R)-5-(2-aroxcunupuann-3-nmn)-1-metnn-N-(1-(1-metmin- 1 H-nupazon-4-un)atmn)- 1 H-mupazomno[4,3-
b nupuauH-7-aMuHa;

15b) (S)-5-(2-aroxcunupuaus-3-uin)-1-metun-N-(1-(1-metnn-1H-nupazon-4-mn)atun)-1H-nmpazomno[4,3-
b nupuauH-7-aMuHa;

16) 5-(2-3ToxcunupuuH-3-min)-1-metun-N-((1-metwnn-1H-nupazon-4-mr)merun)- 1 H-nmpazono[4,3-b]mu-
pUIVH-7-aMHHA;

17) 5-(2-3Tokcu-3-mupuamn)- 1 -uzonpomnmi-N-[(1-MeTruIuMuIa3071-2-1i1)MeTHI | Tupa3oio[4,3-b Jnupunus-
7-aMUHa;

18)  5-(2-sTokcunupuanH-3-mn)- 1 -m3onporun-N-((1-metwn- 1 H-mupazon-5-wm)mernn)- 1 H-nmupaszono[4,3-
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b nupuauH-7-aMuHa;

19)  5-(2-arokcunupuauH-3-mn)-1-n3onponui-N-((1-mermn-1H-nmpazon-3-mn)merwn)- 1 H-nmupa3zono[4,3-
b nupuana-7-amMuHa;

20) 5-(2-3Tokcu-3-mupuamin)- 1 -u3onponmi-N-(THaz0yI-2-uaMeTHI ) Tpa3oio[4,3-b JnupuauH-7-aMuHa;

21) 5-(2-aTokcu-3-mupunnn)- 1 -m3onporui-N-[(1-MeTumnMuaa3on-4-uin)MeTun | muapasono[4,3-b jrupuauH-
7-aMuHa;

22) 5-(2-3Tokcu-3-mupuamin)- 1 -u3onponmi-N-(4-mupuanamMeTn)nupas3odno[4,3-b | mupuanH-7-aMuHa,

23) 5-(2-3Tokcu-3-mupuamin)- 1 -u3onponwi-N-(M-TOTWIME T ) Tpa30Jio[4,3-b |mupuanH-7-aMUHa;

24) 5-(2-3Tokcu-3-mupuun)- 1 -u3onponwia-N-(T-TOTHIME T ) Tupa3oio[4,3-b JnupuauH-7-aMuHa;

25) 5-(2-atokcu-3-mupuamn)- 1 -uzonponmi-N-[ (1-meTunnupaszon-4-wi)Metwwi |mupasono[4,3-b juupunun-7-
aMUHa;

26) 5-(2-3rokcu-3-mupuamn)- 1 -otmwin-N-[ (1 -MeTmwinupa3zon-4-wi)MeTi Jnupazono[4,3-b | mupuanH-7-
aMUHa;

27) 5-(2-srokcu-3-mupuamn)-3-metun-N-[(1-MeTunnupazon-4-mr)merui)- 1 -(okceran-3-mn)nupa3zono[4,3-
b nupuann-7-amMuHa;

28) 5-(2-atokcu-3-mupunnn)-1,3-gumernin-N-[(1-meTunmupaszon-4-wi)MeTi |nupaszoino[4,3-b|mupuaua-7-
aMHHa;

29) 5-(2-3Tokcu-3-mupuan)- 1 -uzonponi-3-MeTI-N- [ (4-MeTHATHA30J1-2 -WT )METHII [Tipa30Jio[4,3-b]
MUPUIUH-7-aMHHA,

30) 5-(2-3Tokcu-3-mupuann)- 1 -uzonponmi-3-meTin-N-[ (3-metun-1,2,4-okcaaua3on-5-uia)MeThI | mupa-
30710[4,3-b|mupunns-7-aMuHa;

31)  5-(2-orokcu-3-nupunuin)-1-usonponwmi-3-metun-N-[(1-meTnin-1,2,4-Tprazoi-3-mi)MeTuI Jmupazoso
[4,3-b]mupuaun-7-amuna;

32) 5-(2-aToKcu-3-mpuann)-1-n3onponui-3-metui-N-[ (2-MeTunTHa301-5-mI)Me T | mupa3ono[ 4,3-
b nupuauH-7-aMuHa;

33) 5-(2-3Tokcu-3-mmupuann)- 1 -uzonponwi-3-mMetuin-N-[ (5-metun-1,3,4-Traaua3on-2-ui)Me T | mapa-
30510[4,3-b]mupuauH-7-aMuHa,

34) 5-(2-3ToKcu-3-mIpuar)- 1 -u30mponw-3-MeTHI-N-[ (5-MeTHII-3 -THeHII )MEeTHII | Tipa3ono[4,3-
bnupuana-7-amMuHa;

35)  5-(2-arokcu-3-mupuanin)- 1 -uzonponui-3-meTuia-N-[ (4-MeTHII-2-THEHWIT)METHI [T pa3oiio[4,3-bmu-
pUIUH-T7-aMHHAa;

36)  5-(2-3tokcu-3-nmupunni)- 1 -uzonponui-3-mMeTii-N-[ (5-MeTri-2-TueHun)MeTi jnupa3zoino|4,3-bmu-
pUIVH-7-aMHHA;

37) 5-(2-aToKcu-3-mpuanin)- 1 -uzonponmni-3-meTiia-N-[ (2-MeTHIokca301-4-1)MeTHI |irpaszono[4,3-
bnupuaun-7-aMuHa;

38) 5-(2-aToKcu-3-nmpuanin)- 1 -uzonponmni-3-meTiia-N-[ (5-MeTHI0Kca301-2 -1 )MeTHII |irpa3ono[4,3-
bnupuaun-7-aMuHa;

39) 5-(2-3Tokcu-3-puann)- 1 -uzonpornmi-3-metuin-N-( 1 H-mupazon-3-mimernn)mupaszono[4,3-
b nupuana-7-amMuHa;

40) 5-(2-a3Toxcu-3-mpuann)-N-( 1 H-umunazon-4-uiametwn)- 1 -u3omponmi-3 -MeTimupa3ono[ 4,3 -

b nupuana-7-amMuHa;

41) N-6en3un-5-(2-3Tokcu-3-nmupuani)- 1 -m3onporunmnupasono[4,3-b|mupuauH-7-aMuHa;

42) 5-(2-3Tokcu-3-mupuamn)- 1 -u3onponri-N-[ (3-MeTHITU30KCa301-5-WT)METH | Tupa3ono[4,3-b |mupuaus-
7-amMuHa;

43) 5-(2-arokcu-3-mupuami)- 1 -uzonpomnui-N-[ (5-metmi- 1,2 ,4-okcanna3on-3-wi)Me T |nupa3zoino| 4,3-
b nupuauH-7-aMuHa;

44) N-[(1,5-mumeTnnnupa3on-3-mi)MeTii]-5-(2-3Tokcu-3-mupuani)- 1 -uzonponuinupasono[4,3-b Jnupu-
JIMH-7-aMHUHa,

45)  3-(1-momnpormn-3-meti-7-(((1-mernn- 1 H-nmupazon-4-mir)metn)amuHo ) - | H-mupazomno[4,3-b]mupu-
muH-5-m1)-1 -meTmmpunua-2( 1H)-ona;

46) 5-(2-s3TokcunupuanH-3-1i)- 1 -u3onponmi-3-metuin-N-((2-metuin- 1 H-umunazon-4-mn)metmn)- 1 H-
nupasodio[4,3-b]mupunrH-7-aMuHa,;

47) 5-(2-3TokcunupuanH-3-ui)- 1 -m3onponui-3 -meTuin-N-((5-metni- 1 H-mupazon-3-um)mernn)-1 H-
nupasodio[4,3-b]mupunnH-7-aMuHa,;

48) 5-(2-aTokcunupuauH-3-ui)- 1 -91rn-3-metnn-N-(( 1 -metun- 1 H-nupazon-4-un)mernn)- 1 H-nupasono
[4,3-bmupunun-7-amuna;

49)  3-(1-uzonpomnmi-3-meti-7-(((1-mermn-1H-mupazon-4-um)merun)amuHo)- 1 H-upazono[4,3-b]mupu-
IH-5-11)- 1 -MeTunmupuani-2(1 H)-ona;

52) 5-(2-3Tokcu-3-upunmin)- 1 -usonpomnui-3-metiin-N-[(5-metmi-1,2,4-0okcaana3oi-3 -11)MEeTHII | THpa-
30710[4,3-b|mupunns-7-aMuHa;

53) 5-(2-3Tokcu-3-mupuann)- 1 -m3onpornmi-3 -meTimi-N-(1,2,4-okcanua3on-3 -uiaMeTwn ) nupasono[4,3-
b nupuann-7-amMuHa;

- 161 -



037544

54) N-[(1,5-mumeTrnnupa3on-3-mwi)MeTw | -5-(2-3TOKCH-3 -TupU I )- | -u30nponmi-3-Me THIHpa3ono[4,3-
b nupuauH-7-aMuHa;

55)  5-(2-sTokcu-3-mupummn)- 1 -um3onponmi-3-meTmiI-N-[ (5-metnn-1H-1,2,4-tpuazon-3-un)metnn | mupa-
30510[4,3-b]mupuauH-7-aMuHa;

56) 5-(2-3Tokcu-3-mupuann)- 1 -uzonponwi-N-[ (1 -metnn-1,2,4-tpuazon-3 -wi)Merwi |mupa3ono[4,3-
b nupuana-7-amMuHa;

57) 5-(2-3Tokcu-3-mmupuann)- 1 -uzonponmn-N-( 1 H-upazon-3-wnmmeTmn)nupasono[4,3-b | mupuaua-7-
aMHHa;

58) 5-(2-3TokcunmupuauH-3-min)- 1 -u3onpornmi-3-metmi-N-((1-metnn- 1 H-umunazon-4-wn)merwun)- 1 H-
nupasono[4,3-b|nupuaun-7-amun-2,2,2-tpudropanerara;

59) 5-(2-3ToKcu-3-mpuann)- 1 -nzonponui-3-metmin-N-(1,3,4-okcaguazon-2-miMeTn) nupasono[4,3-
b nupuaun-7-aMuHa;

60) 5-(2-aToKcu-3-mpuann)-1-n3onponui-3-metmi-N-[ (1 -merunmnupason-3-ui)metu Juupasoino[4,3-
b nupuaun-7-aMuHa;

61) 5-(1,3-mumeTtunmupa3zon-4-un)- 1 -u3onponui-3-meTuin-N-[ (1 -MeTumupa3oi-4-ui ) Me THII | TUPa30JI0

[4,3-b]mupunun-7-amuHa;
62) 1-n3omponui-5-(2-MeTokcu-3 -mupu ) -3 -MeTii-N-[ (1 -MeTrnmupason-4-mi)Me T |nupaszono[4,3-
b nupuana-7-amMuHa;

63) 1-n3ompori-5-(2-metokcudennn)-3-mMmetiin-N-[ (1 -meTunmupaszon-4-wi)MeTwi |mupaszomno[4,3-
b nupuana-7-amMuHa;

64) 1-m3onpornmin-3-metuin-N-[(1-MeTrinupazon-4-mwi)meTtui] -5 -gpenunnupasono[4,3-bnupuaun-7-
aMMHa;

65) 1-m3ompommi-3-meTri-N-[(1-MeTumIpa3on-4-mi)MeTun|-5-(2-MeTui-3-tueHun) nupa3oino|4,3-b]mu-
pUIVH-7-aMHHA;

66) 5-(1,5-aumetnnmnupaszon-4-wmn)- 1 -uzonponuin-3-mMetuia-N-[ (1 -MeTrnnupa3on-4-mi)MeTHI | THpa3osio
[4,3-b]mupunun-7-amuHa;

67a) (R)-5-(2-aTokcu-3-mupunmin)-3-metri- 1 -[ 1-metunmporni]-N-[ (1 -MeTruimupa3oi-3-ui)MeTu | mupa-
30510[4,3-b|mupuauH-7-aMuHa;

67b) (S)-5-(2-aTokcu-3-mupunnin)-3-mMetri- 1 -[ 1 -metunmporni]-N-[ (1 -MeTrummpa3oi-3-ui)MeTu | mupa-
30510[4,3-b]mupuauH-7-aMuHa;

68a) (R)-3-meTmi-1-[ 1 -meTmmmpornui]-N-[ (2-MeTUATe TPa30i-5-Hi ) METHII |-5-(2-TIPOTIOKCH-3 -TIUP U TFI )
npasono[4,3-b|nupuauH-7-aMuHa;

68b) (S)-3-metun-1-[1-metunnponwi]-N-[ (2-MeTHITe TPa30J1-5-1a)METHI |-5-(2-IPOMOKCH-3 - TP U )
nupasono[4,3-b|nupuauH-7-aMuHa;

70) (R)-5-(2-3ToKCcH-3-mpuaun)-1-[ 1-metunmnpornn]-N-[(1-mMeTunnupazon-4-mr)met | nupazono[4,3-b]
NUPUANH-7-aMHUHA I (S)-5-(2-aToxen-3-mupuamn)-1-[ 1-merunnponui]-N-[ (1 -meTnmupazon-4-
WIT)MeTHI | Tipa3oio[4,3-b|nupunun-7-aMuHa;

71)  5-(2-s3Tokcu-3-mupuann)- 1 -um3onponmi-N-[ (4-MeTHITHA301-5-FT)MEeTHI |ipa3oio[4,3-b jnmupuauH-7-
aMHHa;

72) 5-[[5-(2-3TOKCH-3-TTUPU AN )- | -U30TIPOTHTI-3 -METHIITTPa30J10[4,3 -b [mupuarH-7 -1 | OKCUMETHI | -2 -
METHIIOKCA30J1a;

73)  5-(2-aTokcu-3-mupunun)- 1 -u3onponui-3-MeTri-N-(MupuMHAIAH-4-UIMeTH ) iiupasosno[4,3-b jnupu-
JIMH-7-aMHUHa,

74)  5-(2-sTOKCH-3-ntMpHIM)- | -M30npOnTHII-3-MeTHI-N-(THPUMUIUH- 2 -HIIMETHI )Tupa3oio[4,3-b Jnupu-
JINH-7-aMHUHa,

75) 5-(2-3ToKcH-3-mMpuan)-1-u3onponui-3-meTin-N-[ (4-MeTHIIMMPUMUANH-2 -WIT)METHII | Tupa3oio[4,3-
b nupuauH-7-aMuHa;

76) 5-(2-3TOKCH-3-TIHpHUANIT)- | -I30mponII-3-MeTHI-N-(TTHpa3uH-2-HIMe T ipa3oio|4,3-b mupuauH-7-
aMUHa;

77) 5-(2-3TOoKCH-3-TIHpUANI)- | -u30TPOTTHII-3-MeTHII-N-[ [ 2-(TpUPTOPMETHIT ) -3 -TTUPU U [METHI | TUpa-
30110[4,3-b]mupuauH-7-aMuHa;

78) 4-[[[5-(2-3TOKCH-3-TIpUIII)- | -U30TIpOTIHII-3 -MeTHITTHPa3010[4,3-b JnupuauH-7-1i |aMuHO |MeTw |- 1 -
METWITHPUINH-2-0Ha,

79) 5-(2-(3TmmamMuHO ))HPUAWH-3-1N)- | -m3onporui-3-meTuin-N-(( 1-metnin- 1 H-mupazon-4-un)mernn)-1 H-
npasono[4,3-b|nupuauH-7-aMuHa,;

81) 5-(2-3ToKcu-3-mpuann)- 1 -n3onponuin-N-[ (4-MeTOKCH-2-TIUPUAMIT)METHI|-3-Me THIIHpa3o1o[4,3-
b nupuauH-7-aMuHa;

82)  5-(2-3TOKCH-3-mEpHII)- | -H30mpoHI-N-[ (6-METOKCUITHUPA3UH-2 - )METHII |-3-MeTHITHpa3ono[4,3-
b nupuaun-7-aMuHa;

83)  5-(2-sTokcu-3-mmpuanin)-N-[(5-propnupumMuanH-2-mi)MeTHi |- 1 -u3onponii-3-mMeTrinupaszono[ 4,3-
bnupuann-7-amMuHa;

84) 5-(2-3Tokcu-3-mupuann)- 1 -u3onponwi-3-MeTuiI-N- [ (2-MeTHII-3 -TTUP U AT )METHI |Tupa3odio[4,3-b|mu-
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pUIUH-7-aMHUHA;

85) 5-(2-3Tokcu-3-mmpuann)-N-[(2-rop-3-mupunmn)meruin]- 1 -u3onponui-3-mMeTrinupaszono[ 4,3-
b nupuana-7-amMuHa;
86) 5-(2-3Tokcu-3-mupuann)- 1 -u3onpormi-N-[ (2-MeTOKCH-3 -TIHPU AT ) METHI |-3-MeTHITTUpa3oio[4,3-

b nupuana-7-amMuHa;

87) 5-(2-3Tokcu-3-mupuann)- 1 -u3zonponui-3-MeTuin-N-[ (6-MeTHII-3 -TTUPpU AT )METHI |Tupa3odio[4,3-b|mu-
pUIUH-T7-aMHHA;

88) 5-(2-3Tokcu-3-upuann)- 1 -uzonponmi-N-[ (2-meTokcrbeHnT)MeTh | -3 -MeTrHpasono[4,3-
b nupuauH-7-aMuHa;

89) 5-(2-3Tokcu-3-mupunmn)-N-[(2-propdenrn)merni]- 1 -u3onponui-3-MeTunnupasono[4,3-b jnupunun-
7-amMuHa;

90) 5-(2-aTOoKCcH-3-TMpuanI)-1-n3onponui-3-metun-N-[[ 2-(TpudTopmeTnin)pernn |MeTu | mupazoino[4,3-
b nupuauH-7-aMuHa;

91)  5-(2-3TOKCH-3-mEpHII)- | -H30TpoTTHI-N-[ (3-METOKCUITHUPA3UH-2 - )METHII |-3-MeTHITHpa3oo[4,3-
b nupuana-7-amMuHa;

92) 5-(2-3Tokcu-3-mupuann)- 1 -u3onponmi-N-[ (4-MeTOKCH-3 -TIMPU NI ) METHII |-3-MeTHITTUpa3oio[4,3-
b nupuana-7-amMuHa;

93) 1-m3omponui-3-MeTuia-N-[(2-MeTHUITeTPa30a-5-M1)MeTHI -5 -(2-TIpOnoKCH-3 -TIMPU T ) TUpa3oio[4,3-
b nupuana-7-amMuHa;

94)  1-mzonponmi-3-mMeTuin-N-[(1-MeTrnmupazon-4-mi)MeTi|-5-(2-ponokcu-3 -upuauI) mupaszono[4,3-
b nupuauH-7-aMuHa;

95)  l-m3ompommi-5-(2-merokcu-3-mupuaiin)-N-[(2-MeTOKCH-3-TIMpUAMIT)METHI|-3-MeTIIpas3oso[4,3-
b nupuauH-7-aMuHa;

96)  l-m3onpommi-5-(2-merokcu-3-mupunin)-N-[(6-MeTOKCH-3-TIMPpUAMIT)METHI|-3-MeTIpas3oo[4,3-
b nupuauH-7-aMuHa;

97)  5-(2-uzompomnokcu-3-mupuann)- 1 -n3onponi-3-MmeTun-N-[ (1 -MeTuImumpa3zon-4-1ui)Me T | TUPa30JIo
[4,3-b]mupunun-7-amuHa;

98) 5-(2-3Tokcu-3-mmupuann)- 1 -u3onpornwi-3-metmin-N-(1H-1,2,4-tpuazon-3-unmetmn)nupaszomno[4,3-
b nupuana-7-amMuHa;
99) 5-(2-3Tokcu-3-mmpuamn)- 1 -u3onponmi-3-meTmi-N-(2H-Tetpazon-5-unmeTnn)nmupasono[4,3-

b nupuana-7-amMuHa;

100)  5-(2-3Tokcu-3-mupuanN)- 1 -u30nponmi-3-MeTuia-N-(2-MUpUIUIME THI ) TUpa3oo[ 4,3 -b Jmupuans-7-
aMUHa;

101) 5-(2-3rokcu-3-mupuani)- 1 -uzonponi-3 -MeTHa-N- [ (6-MeTHI-2 - PUINIT)METII [THpa3oo[4,3-b]
MUPUINH-7-aMHHA,;

102)  5-(2-3TOKCH-3-tMpHaN)- 1 -u30npomiI-N-[ (6-MeTOKCH-2-MUPHU T )METHI |-3-MeTHINMpa3oio[4,3-
b nupuaun-7-aMuHa;

103) 5-(2-3Tokcu-3-mupuann)- 1 -u3onponmi-3-MeTI-N-[ (2-Me THI-4- TP U AT )METHII |iipa3ono[4,3-b]
MUPUIUH-7-aMHHA;

104)  5-(2-sTokcH-3-upuamn)- 1 -u3onporui-N-[(2-MeTOKCH-4-TIHPUAIIT)METHI |-3-MeTHITUpa3oo[4,3-
b nupuana-7-amMuHa;

105) 5-(2-3Tokcu-3-upuawn)- 1 -uzonponin-3-mMeTuia-N-[ (2-MeTHITUPUMHTHH-4 -1 )METHI |[Tipa3oiio[4,3 -
b nupuaun-7-aMuHa;

106)  5-(2-3TOKCcH-3-tMpHUaNN)- 1 -u30nporiI-N-[ (5-MeTOKCH-3-MUPHU NI )METHI |-3-MeTHINMpa3oio[4,3-
b nupuaun-7-aMuHa;

107) 5-(2-aToxcu-3-nupuawn)- 1 -uzonponmi-3-mMeTiia-N-[[6-(TpudTopMeTHI)-2 -THUPH IHIT |METHII | THpa30-
n0[4,3-b|mupuanH-7-aMHHa;

108) 3-[[[5-(2-3TOKCH-3-MUpHIIIT)- | -H30TIPOTIHII-3-MeTHITHPa30J10[4,3-b Jmupu uH-7 -1 |aMUHO |MeTHII |-
| -MeTUMUPUINH-2-0Ha,;

109) 5-(2-aToxcu-3-mupuawn)-N-[ (1 -aTrnmupaszon-4-wi)MeTu| - 1 -uzonponwi-3-MeTuimupasono[4,3-
b nupuana-7-amMuHa;

110)  5-(2-3Tokcu-3-mupuawn)- 1 -uzonponmi-3-mMetuin-N-[ (1 -mponmmupaszon-4-wi)MeTui [mupa3oio[4,3-
b nupuann-7-amMuHa;

111)  5-(2-3ToKcH-3-upuamn)- 1 -u3onporui-N-[(6-MeTOKCH-3-TIHPUIIIT)METHI |-3-MeTHITUpa3oo[4,3-
b nupuauH-7-aMuHa;

112)  5-(2-3ToKcH-3-tmpuawn)- 1 -u3onpomnia-N-[ (5-MeToOKCH-2-MUPH NI )METHI | -3-MeTHIMpa3oio[4,3-
b nupuauH-7-aMuHa;

113) 5-(2-3Tokcu-3-mupuamn)-3-meTiin-N-[(2-mMeTuntrazon-4-mwi)metun] - 1 -(okceran-3-mi)mupasono[4,3-
b nupuauH-7-aMuHa;

114) 5-(2-3Tokcu-3-mupuaun)- 1 -m3onponmi-N-[ (5-MeTOKCUTUPa3UH-2 -HIT)METHII |-3-MeTHIHpa3ono[4,3-
b nupuana-7-amMuHa;

115)  5-(2-aTokcu-3-mupuann)- 1 -u3onponui-3-meTri-N-(3-mupuauaMe T mupaszono[4,3-b mupuaua-7-

- 163 -



037544

aMUHa;

116) 5-(2-3Tokcu-3-mmpuann)-N-[(6-rop-3-mupunmin)merui]- 1 -u3onponui-3-mMeTuinupaszoino[4,3-
b nupuann-7-amMuHa;

117) N-[[6-(mudTopMeTIIT)-3 -TUpHUIUI [METHI |-5-(2-3TOKCHU-3 -TTUPUALT )- | -U30TIPOTIHII-3 -METHIIITAPA30JI0
[4,3-b]mupunun-7-amuHa;

118)  5-(2-sTokcH-3-upuamn)- 1 -u3onporui-N-[(3-MEeTOKCH-2-TIHPUAMIT)METHII |-3-MeTHITUpa3oio[4,3-
b nupuana-7-amMuHa;

120) (R)-5-(2-aTokcu-3-mupuamn)-3-metui- 1 -[ 1 -merunmpornmi |-N-( 1 H-upaszon-3 -uiMetrn ) mupa3oio
[4,3-blnupunun-7-amuaa  wmmn - (S)-5-(2-9TOKCH-3-ntMpuani)-3-metwi-1-[ 1 -mermmporn-N-(1H-nupazon-3-
WIMETHI)THPa3070[4,3-b|mupuanH-7-aMuHa;

122) (R)-5-(2-3Tokcu-3-mupuamn)-3-metui-1-[ 1 -merunnponi]-N-[(1-metni-1,2,4-Tpra3zon-3-min)MeTH |
mupasono[4,3-bmupuaun-7-amuaa  wikm  (S)-5-(2-3TOKCH-3-mHpuIII)-3-MeTHII- 1 -[ 1 -meTunmpori |-N-[(1-
metui-1,2,4-Tpra3on-3-min)Merui | mupa3ono[4,3-b [ mupuaun-7-aMuHa;

124) (R)-5-(2-3Trokcu-3-mupuamn)-3-metun-N-[ (5-meTwin-1,3,4-okcaguazon-2-mwi)metun] -1 -[ 1 -me -
nporwi|nupa3onio[4,3-bmupuann-7-amuaa Wik (S)-5-(2-3ToKcu-3-mpuanin)-3-metrn-N-[(5-meTmn-1,3,4-
oKcaana3on-2-mi)MeTui|- 1 -[ 1 -meTunmponuin | mupa3ono[4,3-b |mupuanH-7-aMrHa;

125a) (R)-5-(2-3Tokcu-3-mupuamn)-N-[(5-MeTOKCH-3 -TTUPU I )METHII |-3 -MeTHII- | -[ | -MeTrmp o Jiupa-
30510[4,3-b|mupuauH-7-aMuHa;

125b)  (S)-5-(2-aTokcu-3-mupuamn)-N-[(5-MeTOKCH-3 -TTUPU AN ) METHI |-3-MeTHII- | -[ 1 -MeTHIIITp oy | mu-
pazoino[4,3-b|mupuanH-7-aMrHa;

126a)  (R)-5-(2-3Tokcu-3-nupuamn)-N-[(2-MeTokcH-4-MpuanT)MeTH ] -3-MeTui- 1 -[ 1 -Metunmmporni | mu-
pazoino[4,3-b]mupuanH-7-aMuHa;

126b) (S)-5-(2-3ToKcu-3-mupuaui)-N-[(2-MeTOKCH-4 -TUPU I )METHA | -3 -MeTriI- 1 -[ | -MeTrmnponmi | mupa-
30710[4,3-b|mupunns-7-aMuHa;

127a) (R)-5-(2-3ToKcu-3-mupuamn)-3-metui- 1 -[ 1 -meTunnponmi|-N-[ (2-MeTunTeTpazon-5-mi)Me T Jnupa-
30710[4,3-b|mupuauH-7-aMuHa;

127b) (S)-5-(2-3ToKcHu-3-mupuau)-3-meTi- 1 -[ 1 -meTummporuin ] -N-[ (2-Me THITE TPa301-5 -1 ) METHII |THpa-
30510[4,3-b]mupuauH-7-aMuHa;

128a) (R)-5-(2-aTokcu-3-mupuann)-3-metin-N-[ (5-metnn-1,2,4-okcaquazon-3-un)metnn]-1-[ 1 -MeTn-
nponui [mupa3oiio[4,3-b | mupuanH-7-aMuHa;
128b) (S)-5-(2-3ToKCcHu-3-mupuamn)-3-meTmin-N-[ (5-metnn-1,2,4-okcanuazon-3-un)metnn]-1-[ 1 -MeTnI-

nponwi Jnupazosno[4,3-bmupuann-7-amnHa;

129a) (R)-5-(2-3Tokcu-3-mupuauin)-3-metun-N-[ (2-mMeTmnokca3on-4-mwn)metui |- 1-[ | -meTuanponmi |mupa-
30710[4,3-b|mupunnH-7-aMmuHa;

129b) (S)-5-(2-3ToKCcHu-3-mupuaui)-3-metun-N-[ (2-MeTrokca3on-4-mwn)metui |- 1 -[ 1 -meTuanponmi |mupa-
30710[4,3-b|mupunns-7-aMuHa;

130a) (R)-5-(2-arokcu-3-mupuamn )-N-( 1 H-umunazon-4-wnmetun)-3 -MeTwi- 1 -[ 1 -meTranponwi | mupa-
30510[4,3-b]mupuauH-7-aMuHa;

130b)  (S)-5-(2-aTtokcu-3-mupuann)-N-(1 H-umunazon-4-ummetn)-3-MeTui- 1 -[ 1 -Me THITpOTIvI |THpa3o-
no[4,3-b]mupunuH-7-aMuHa;

131a) (R)-5-(2-3ToKcu-3-mmupuamn)-3-metwi-1-[ 1-meTrmmpornmn]-N-[ (5-metnin- 1 H-upazon-3-mm)meTr |
nupasodio[4,3-b|mupunrH-7-aMruHa,;

131b) (S)-5-(2-3Tokcu-3-mpunnn)-3-metmi-1-[ 1-merunnpormn]-N-[ (5-meTwi- 1 H-mupazon-3-mn)metun|
nupasono[4,3-b|nupuauH-7-aMuHa;

132a) (R)-5-(2-aTokcu-3-mupummn)-3-meTiia-N-[ (1 -MeTrumumMuaa30-4-mwi)MeTu |- 1 -[ 1 -MeTriIp o |-
pazoino[4,3-b]mupuanH-7-aMuHa;

132b) (S)-5-(2-3Tokcu-3-mupumamn)-3-MeTria-N-[ (1 -MeTrHIuMuIa30171-4 -1 )MeTHI |- 1 -[ 1 -MeTrIp o |-
pazoino[4,3-b]mupuanH-7-aMHuHa;

133a) (R)-5-(2-aTokcu-3-mupuann)-3-MeTin-N-[(2-MeTHIIOKCa30JI-5-un)MeTr | - 1 -[ | -MeTrmp o Jmupa-
30510[4,3-b|mupuauH-7-aMuHa;

133b) (S)-5-(2-aToKCcH-3-TUpHINN)-3-MeTHI-N-[ (2-MeTHIIOKCa30JI-5-un)MeTh | - 1 -[ | -MeTrmp o Jmupa-
30510[4,3-b|mupuauH-7-aMuHa;

134a) (R)-3-metmn-1-[ 1 -metmmmporun]-N-[(1-metun-1,2,4-tpuazon-3-un)metnin]-5-(2-nmpomnokcu-3-
MUPHUIAIT)TPa30iio[4,3-bmupunnH-7-aMuHa,
134b) (S)-3-metun-1-[ 1-metunnponwn]-N-[(1-meTwi-1,2,4-Tpua3on-3-mwn)MeTu |-5-(2-nponokcu-3-

MUPHII ) TMpa3oio[4,3-b|mupuaus-7-aMuHa;

135a) (R)-3-meTun-1-[1-merunnponui]-5-(2-nponokeu-3-mupuamn)-N-( 1 H-nupazon-3-nnmernn)nupa-
30710[4,3-b|mupunns-7-aMuHa;

135b) (S)-3-meTmn-1-[1-metnnmnponnn]-5-(2-nponokcu-3-nupuawn)-N-(1H-nupason-3-ummerwn ) mupa-
30710[4,3-b|mupunns-7-aMuHa;

137) (R)-5-(2-atokcu-3-mupuamn)- 1 -[ 1 -meTunmpornmn | -N-( 1 H-mupazon-3-unmmernn)mupaszono[4,3-
blmupuann-7-amuaa Wi  (S)-5-(2-3TokcH-3-Tupuann)-1-[ 1 -metmmponui]-N-( 1 H-mupazon-3-mnmernn)mupa-
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30710[4,3-b|mupunns-7-aMuHa;

139) (R)-5-(2-aTrokcn-3-mupummn)-N-[(5-metmin-1,3,4-okcaanazon-2-mn)metni]-1-[ 1 -metunnpornw Jnupa-
30110[4,3-b]mupuaun-7-amuHa win (S)-5-(2-3Tokeu-3-mupuani)-N-[(5-metni-1,3,4-okcanuazon-2-un)metui]-1-
[1-meTunmponi |mupasono[4,3-b|nmupuauH-7-aMuHa;

141) (R)-5-(2-atokcu-3-mupuawmn)- 1 -[ 1 -metmmmpormn |-N-[ (1-metwn-1,2,4-Tpua3oii-3-uia)MeTn | mupa-
30510[4,3-b|mupuauH-7-aMuHa WJTH (S)-5-(2-aTokcu-3-mupuann)- 1 -[ 1 -metunmpormn |-N-[(1-meTtnn-1,2,4-
TpHUa30JI-3-WiI)MeTH |mupa3oiio[4,3-b |mupuanH-7-aMrHa;

142) 1-m3omporni-3-metun-N-[ (1-meTumnMuaa301-4-un)MeThn | -5-(2-mpormoKcr-3 -MTUpHU I ) T pa-
30710[4,3-b|mupunns-7-aMuHa;
143) 1-m3onpomnuin-3-meTni-5-(2-nponokcu-3-mmpuann)-N-(1 H-nupazon-3-unmernin)mupasono[4,3-

b nupuaun-7-aMuHa;

144a) (R)-5-(2-3Tokcu-3-upunmnn)-3-metmi-1-[ 1-metunmpomnmn]-N-(1H-1,2,4-tpuazon-3-unmernn)nupa-
30710[4,3-b|mupunnH-7-aMuHa;

144b) (S)-5-(2-3Tokcu-3-upunnn)-3-metmi-1-[ 1-merunmpomnmn]-N-(1H-1,2,4-tpuazon-3-unmetrn)nupa-
30110[4,3-b]mupuauH-7-aMuHa;

145)  1-m3ompormn-3-metun-N-[(1-meTmi-1,2,4-Tpraszon-3-uin)MeTw |-5-(2-ponoKCH-3 -TIHPU IV ) THpa-
30510[4,3-b]mupuauH-7-aMuHa;

146) 1-uzonponmi-3-metni-5-(2-nponokcu-3-mpuami)-N-(1H-1,2,4-tpuazon-3-mimernin)mupa3ono[4,3-
b nupuana-7-amMuHa;

147)  1-m3onponmi-3-meTmii-N-[( 1 -MeTnamupason-4-min)MeTw |-5-Trua3o-2 -mimupa3oiio[4,3-b jmupuauH-
7-amuHa;

148) 1-u3onpommi-3-metui-N-[ (1 -meTunmupazon-4-min)MeTin | -5-(5-Me TraTnason-2-mn)nupa3zoino| 4, 3-
b nupuauH-7-aMuHa;
149) 1-u3onpommi-3-metui-N-[ (1 -meTunmupazon-4-uin)MeTin | -5-(4-Me THATHA30IT-2 - 1T ) TTrpa3oio[ 4, 3-

b nupuaun-7-aMuHa;

150) 3-[1-u3ompomnmi-3-meTmi-7-[(1-MeTmimupa3o-4-ui)MeTHIaMUHO [upasoio[4,3-b | mupuaua-5-mn]-5-
METHIIOKCA30IMANH-2-0Ha;

151)  3-[1-w3omponmi-3-meTmi-7-[(1-MeTmmupa3on-4-uin)MeTHIaMIHO Jnupasono[4,3-b jnupuaua-5-mi |
OKCa30JIUINH-2-0Ha;

152)  1-[1-u3onponmi-3-meTmi-7-[(1-MeTmimupa3on-4-muin)MeTHIaMIHO Jnupasono[4,3-b JnupuauHa-5-wi |
a3eTUINH-2-0Ha;

153) 1-tper-0ytnin-3-[ 1 -uzonpommi-3-metui-7-[ (1 -MeTnnmupaszon-4-mi)MeTHIaMUHO [Tipa3oio[4,3-
b JnupuauH-5 -1 |[UMUIA30THIHH-2-0Ha;

154)  1-[1-n3omponmn-3-metuin-7-[(1-meTnnnupazon-4-mi)MeTHIaMuHO |mupa3oso[4,3-b | mupunus-5-w]
TUPPOITHIIH-2-0Ha;

155) 3-[1-u3ompomun-3-metri-7-[(1-MeTruImupa3on-4-u)MeTHIaMUAHO Jupa3oio| 4,3-b mupuaus-5-m|-4-
METHIJIOKCA30JIUINH-2-0Ha;

156) 4-stmin-3-[ 1-uzonpomnui-3-metui-7-[(1-MeTunnupason-4-mi)MeTHIaMuHO [Tupa30iio[4,3-b [ mupunnH-
5-nn]okca3onuanH-2-0Ha,

157) N-[[5-(2-3TOKCH-3-TTHpUINN)- | -H30TIPOTTHII-3 -METHIITTAPa30J10[4,3-b [ mupuauH-7-ui | MeTri ] -5-
METOKCHIIMPUANH-3-aMIHa,

158) N-[[5-(2-3T0KCH-3-TTUpHIIN)- | -U30TIpOTTHIT-3-MeTUITTPa30J0[4,3-b|mupuauH-7-mi [MeTwn |- | -MeTuII-
1,2,4-tpua3on-3-amMuHa;

159)  5-(2-arokcm-3-mmupunun)-1-u3onponun-7-[2-(5-MeTOKCH-3 -ITMPHU NI )3T |-3-MeTHINHpa3oio[4,3-
b]nmupuauna;

160)  5-(2-3ToKCcH-3-TMpuan)-1-n30onponmi-3-metui-7-[2-(1-meTui-1,2,4-Tpruaszon-3 -1 )3 THi |THpa3oIIo
[4,3-b]mupuauna;

161) 5-(2-aTokcu-3-nupuanin)-1-uzonponmi-3-metia-N-[ (2-metun-1,2,4-Tpuazon-3 -1 MeTHI | TUPa30JIo
[4,3-b]mupunun-7-amuHa;

162)  5-(2-3Tokcu-3-mmpuann)- 1 -uzonponui-3-MeTi-N-[ (4-metun-1,2,4-Tpra3oi-3-1uia)Me T | TUPa30JIo
[4,3-b]mupunun-7-amuHa;

163) 5-(2-aTokcu-3-mupuun)-3-meTmin-N-[(1-metun-1,2,4-tpuazon-3-un)mernn]- 1 -(okceTaH-3-min)mupa-
30510[4,3-b]mupuauH-7-aMuHa;

164) 5-(2-aTokcu-3-nupuann)- 1 -m3onponui-3-meTui-7-[( 1 -MeTrImupa3on-4-uin)MeTHICYTbQaHwI |Tupa-
30510[4,3-b|nupununa;

165)  N-[[l-(andTopmermm)nupazon-4-mwi|mMeTni]-5-(2-3TOKCH-3-MUPH M) - | -H301pOITHII-3-Me THINNPA-
30710[4,3-b|mupunns-7-aMuHa;

166) 5-(2-3Tokcu-3-mmpuann)-N-[[5-(pTopmeTrin)n3okcazon-3-mi |MeTui]- 1 -u3onponui-3-MeTri-
nupasono[4,3-b|nupuauH-7-aMuHa;

167) 5-(2-arokcu-3-mmupuami)-N-[[3-(dropmeTrin)n30KCca301-5-11 | MEeTHI |- | -H30TPOTTHII-3-METHIITHPA-
30510[4,3-b]mupuauH-7-aMuHa;

168) 1-m3omnponun-3-metmn-N-[(1-MeTmimupazon-4-uin)MeTh | -5-0kca3o-2-uimupas3ono[4,3-b [ mupunnH-
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7-amuHa;

169)  1-muzompommn-3-metun-N-[(1-meTnnnumpazon-4-mn)meri]-5-(3-meTunrpuaszon-4-mn)nupazoino[4,3-
b nupuana-7-amMuHa;

170)  1-u3omponmii-5-(2-MeTOKCH-3-TPpUIII)-3-MeTHIT-N-[ [ 2-(Tprd TOpMeTHN )-3-TTHP U VI |METHI |THpa-
30510[4,3-b]mupuauH-7-aMuHa;

171) 3-[1-m3onpormi-7-[(2-MeTOKCH-3-TUPUINIT )METHIAMHHO |-3-MeTIIHpa3ofo[4,3-b|mupuua-5-mi|-
I H-nupunue-2-0Ha;

172)  5-(2-3Tokcu-3-iupuamn)- 1 -u3onporuii-N-[(3-MeTOKCH-4-TTHPU NI ) METHI |-3-MeTHITUpa3oio[4,3-
b nupuaun-7-aMuHa;

173) 1-m3onpornmi-5-(2-meTokcu-3-nmupunmn)-3-metuil-N-[ (2-MeTHITHA3051-5-1T) MeTHI | Tupa3ono[ 4,3-
b nupuauH-7-aMuHa;

174)  5-(2-IUKIONPONIOKCHITUPUIUH-3 -111)- | -u30npormii-N-((2-MeTOKCUITHPUANH-3-HIT)METHIT ) -3 -METHII-
1H-nimpazono[4,3-b]mupuann-7-amuHa;

175) 1-m3onponun-N-((2-MeToKkCunupuanH-3-mr)MeTun )-3-metun-5-(1-merun-1 H-nupason-5-wum)-1H-
nupasodio[4,3-b]mupunnH-7-aMuHa;
176) 5-(2-3Tokcu-3-tupuann)- 1 -uzonponwii-N-[ (5-MEeTOKCUTTUPUMUTUH-2 -FIT)METHII | -3 -ME THIITTUPA-

30510[4,3-b]mupuauH-7-aMuHa;
177)  3-[1-uzonponmi-3-metni-7-[ (1 -MeTuamupason-4-ui)MeTriIaMuHo [upa3oio[4,3-bmupunana-5-nmn] -
I H-nupunua-2-0Ha;

178) N-[[2-(mudTopmeTn)-3 -upuani |MeTHI |-5-(2-3TOKCH-3 -TTUPUIIIT)- | -N30TTPOTTHIT-3-MEe TUIITHpa-
30710[4,3-b|mupunns-7-aMuHa;
179) 5-(2-aToKcu-3-nmpuann)-1-n3onponui-N-[ (6-METOKCHITUPUMUANH-4-MIT)METHIT | -3 -ME THIIHpPa-

30710[4,3-b|mupunns-7-aMuHa;

180)  5-(2-(3rokcu-1,1-d,)nupunna-3-wmn)- 1 -uzonponuin-N-((2-MeTOKCUTTHP U TAH-3 -1 ) METHIT ) -3-ME THII-
1H-nimpazono[4,3-bmupuann-7-amuHa;

181)  5-(2-(3rokcu-ds)mupuann-3-un)- 1 -u3onpormui-N-((2-MeTOKCUTTUPUINH-3 -AT ) MEeTHI )-3-MeTrI- 1 H-
nupasodio[4,3-b|mupunrH-7-aMuHa;

182) 5-(2-(3tokcu-2,2,2-d3)mupuana-3-wmi)- 1 -u3onponwi-N-((2-MeTOKCUMTHUPU U H-3 - 1T )METHII) -3 -METHII-
1H-niupazomno[4,3-b]mupunnH-7-amMmuHa,;

183)  1-m3onpormin-N-((2-MeTOKCUTTHPUANH-3-HIT)METHI )-3-MeTHI-5-(2-(TprUTOPMETHIT ) TAPUIUH-3 - 1T -
1H-nupazomno[4,3-b]mupunnH-7-amMmuHa,;

184) 3-(mudropmermn)-5-(2-aToKcunupuanH-3-min)- 1 -uzonpormn-N-((1-metun-1H-nupazon-4-mm)meTni)-
1H-nimpazono[4,3-bmupuann-7-amuHa;

185) 1-m3onpormi-3-metnn-N-((1-metnin- 1 H-tmpazon-4-mm)merun)-5-(1H-1,2,4-rpuazon-1-nm)-1H-
npasono[4,3-b|nupuauH-7-aMuHa;

186) 3-[1-m3ompommn-3-metun-7-[(1-metun-1,2,4-Tpua3on-3-mwi)MeTHIAMIHO [Tupa3ono[4,3-b | nupunus-
5-un]-1H-nupunuu-2-oxa;

187) 3-[ I-uzonponmi-3-metnn-7-(1 H-mupazon-3-unmeTmiiaMuHo )iupa3osio[4,3-b jmupuaun-5-nmn] -1 H-
MTUPHUINH-2-0Ha;

188) 5-[2-(mudTopmeTokcn)-3-mupuani|- 1 -u3onponuin-N-[(2-MeTOKCH-3-IMPUIUIT ) METHII |-3-ME THITHpA-
30710[4,3-b|mupuauH-7-aMuHa;

189)  5-(2-3Tokcu-3-mupuann)- 1 -uzonponii-N-[ (4-MeTOKCHTTUPUMHTAH-2 -HJT)METHI | -3 -METHIIITAPA30JI0
[4,3-bmupuaun-7-amuna;

190) 5-(2-aToKcu-3-nmpuann)-1-n3onponui-N-[ (4-MEeTOKCHITUPUMUANH-5-NIT)METHII | -3 -METHIIIHpa-
30710[4,3-b|mupunns-7-aMuHa;
191) 5-(2-arokcu-3-mupuani)-N-[ (2-3TOKCH-3 -TUPUAIT ) METHII |- | -H30Tponui-3-MeTHImIpasono[4,3-

b nupuauH-7-aMmuHa;

192)  5-[2-(mumermnamuHO)-3-niupuui -1 -usonpornmi-N-[ (4-MeTokcnpeHMIT)METH | -3 -ME THIIITHPA30J10
[4,3-b]mupunun-7-amuHa;

193) 3-[ 1-u3omponui-3-MeTri-7-[ [ 2-(TpuGTOpMETII ) -3 -TIUP UM [METHIIAMHUHO | TUpa30Jio[4,3-
b mupuana-5-un]- 1 H-mupuauH-2-oHa;

194) 1-uzonponmi-3-mMetni-5-(3-metunuzokcaszon-4-mn)-N-[ (1-meTunmupaszon-4-wuin)MeTui [mupa3ono[4,3-
bnupuana-7-amMuHa;

195) 1-uzonponmi-3-metun-5-(1-metun-1H-1,2,4-tpruazon-5-mn)-N-((1-meTwn- 1 H-mupazon-4-um)meTun)-
1H-impazono[4,3-bmupuann-7-amuHa;

196) 1-m3onpomnun-3-meTni-5-(2-nponokcu-3-nmupuann)-N-(1 H-nupazon-4-unmernn)nmupasono[4,3-
b nupuaun-7-aMuHa;

197) 5-(2-3Tokcu-3-upunmn)-N-[(2-MeTOKCH-3 -TIUPU AT )METHI | -3 -MeTHII- | -(OKCeTaH-3-1i) mupa-
30710[4,3-b|mupunns-7-aMuHa;

198) 5-(2-(arun(MeTHIT)aMHHO )TIUpUANH-3-11)- | -n3onponmi-N-(4-MeTokcubeH3mwn)-3-metui-1 H-
nupasodio[4,3-b|mupunnH-7-aMuHa;

199)  5-(2-sTokcurmmupuanH-3-un)-3-(propmernn)- 1 -m3onpormmn-N-((1-meTw- 1 H-mupazon-4-um)meTun)-
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1H-timpazono[4,3-bmupuann-7-amuHa;

200) 1-m3onpornmi-3-metrin-N-((1-metnn-1 H-nupazon-4-mn)merun)-5-(4-metmokcaszon-5-nmm)-1H-
nupasodio[4,3-b]mupunnH-7-aMuHa;

201)  5-[2-(mumeTunaMuHO)-3-TpUArI |- 1 -u3omponwi-3-MeTiin-N-[ (1 -MeTHIpa3o-4 -1 MeTHII |Tupa-
30110[4,3-b|mupuauH-7-aMuHa;

202) 1-m3ompori-3-metun-N-((1-metun- 1 H-mupazon-4-un)mern)-5-(4-metunokcazon-2-mi)- 1 H-
nupasodio[4,3-b|mupunuH-7-aMuHa,;
203) 1-m3omnporui-3-metun-N-[ (1 -meTwmupa3zon-4-ni)metni|-5-(4-metui-1,2,4-Tpua3on-3-wi)mupa-

30710[4,3-b|mupunns-7-aMuHa;

n apMarieBTHUECKH NPUEMIIEMBIX COJIEH JII000T0 U3 STHX COSIMHEHHUH.

13. Coenunenue 110 11.1, rie coequHeHNe BEIOPAHO U3 IPYIIIBI, COCTOSIIEH n3

6) 5-(2-aToKcu-3-mpuann)- 1 -nzonponmi-3-metui-N-[ (1 -metunTpuazon-4-mwi)metnn |nupazono[4,3-
b nupuauH-7-aMuHa;

7) 5-(2-3Tokcu-3-nupuai)- 1 -uzonpomnmi-3-metuin-N-(1 H-nupazon-4-unmernn)nupasoino[4,3-b |l nupuana-
7-aMUHa;

21) 5-(2-aTokcu-3-mupunnn)- 1 -m3onpormui-N-[(1-MeTumnMuaa3or-4-un)MeTun | muapasono[4,3-b Jmupuaua-
7-aMuHa;

29) 5-(2-3TOoKCH-3-TIHPUAN)- | -u30TpOTHII-3-MeTHIT-N-[ (4-METHATHA30JI-2 -1 )METHI |[Tipa30iio[ 4,3 -
bnupuana-7-amMuHa;
32) 5-(2-3ToKCH-3-TIHpUAN)- | -u30TpoTHII-3-MeTHII-N-[ (2-ME THATHA30JI-5 -UT )MeTHI |[Tipa3oiio[ 4,3 -

b]mupunun-7-amMmrHa;
39)  5-(2-3tokcu-3-nmpunmi)- 1 -usonpomui-3-metuin-N-( 1 H-mupazon-3-unmerwn)mupasono[4,3-b nupu-
JIMH-7-aMUHa;

47) 5-(2-aTokcunupuauH-3-1i)- 1 -u3onponui-3-metnin-N-((S-metmi- 1 H-nupazon-3-mm)mernin)- 1 H-
nupasono[4,3-b|nupuauH-7-aMuHa;
50) 5-(2-s3ToxcunupuArH-3-1i)- | -u3omponwi-3-MeTiI-N-((4-metunokca3on-2-mwi)metnn)- | H-nmpa-

30510[4,3-b|mupuauH-7-aMuHa;

56)  5-(2-sTokcu-3-mupuamn)- 1 -u3omnponmia-N-[(1-meTun-1,2,4-Tpuazon-3-mwi)MeTwi | nupa3ono[4,3-bmu-
pUIUH-T7-aMHHAa;

57) 5-(2-3Tokcu-3-mmupuann)- 1 -uzonponmn-N-( 1 H-upazon-3-wnmmeTmn)nupasono[4,3-b | mupuaua-7-
aMHHa;

67a) (R)-5-(2-3T0KCH-3-mIHpUmmN)-3-MeTwiI-1-[ 1 -metrmnnpormun |-N-[ (1 -MeTranupa3o1-3 -1i1)MeTHII |THpa-
30710[4,3-b|mupunns-7-aMuHa;

67b) (S)-5-(2-3T0KCH-3-TIHpUIIIT)-3-MeTHII- 1 -[ 1 -MeTrmnnpor |-N-[ (1 -MeTraIHIpa301-3 -1i1 ) METHII |THpa-
30710[4,3-b|mupunnH-7-aMuHa;

77) 5-(2-3Tokcu-3-tupuamn)- 1 -uzonpormii-3-meTii-N-[ [ 2-(Tpud TopMeTHIT ) -3 -TUPH A [METHII |THpa-
30710[4,3-b|mupunns-7-aMuHa;

82)  5-(2-3Tokcu-3-mmpuami)- 1 -uzomnponmi-N-[ (6-MeTOKCUTTUpa3H-2 -1 ) METHII |-3-Me THITTHpa3oio[4,3-
b nupuana-7-amMuHa;

85) 5-(2-sToxcu-3-mpuami)-N-[(2-dTop-3-mupuann)MeTnin |- | -u3onponui-3-MmeTrnnupasono[4,3-
bnupuana-7-amMuHa;

86) 5-(2-3Tokcu-3-mupuann)- 1 -u3onponmi-N-[ (2-MeTOKCH-3 -TIMPU I ) METHII |-3-MeTHITTUpa3oio[4,3-
b nupuaun-7-aMuHa;

88) 5-(2-aToKcu-3-nmpuann)- 1 -n3onponui-N-[ (2-MeTokcudeHnn)MeTrI|-3-MeTHInMpa3zosno[ 4,3-
b nupuaun-7-aMuHa;

89) 5-(2-3Tokcu-3-mupunmn)-N-[(2-propdenrn)merni]- 1 -u3onponmi-3-MeTunnupasono[4,3-b jnupuaun-
7-amuHa;

90) 5-(2-aTOoKCH-3-TIMpUANN)-1-n30mnponui-3-metun-N-[[ 2-(TpudTopmeTnin)pennn |MeTi | mupa3oino[4,3-
bnupuann-7-amMuHa;

92) 5-(2-3Tokcu-3-mupuann)- 1 -u3onponmi-N-[ (4-MeTOKCH-3 -TIMPU NI ) METHII |-3-MeTHITUpa3oio[4,3-
b nupuana-7-amMuHa;

94)  1-mzonponmi-3-mMeTin-N-[(1-meTunmupaszon-4-mi)MeTi|-5-(2-ponokcu-3 -upu ) mupaszono[4,3-
b nupuana-7-amMuHa;

100)  5-(2-aTokcu-3-mupuann)- 1 -u3omponui-3-MeTii-N-( 2-upuaAnIMe T )Tupa3ono[4,3-b mupuaua-7-
aMUHa;

101) 5-(2-arokcu-3-mupuani)- 1 -uzonponi-3 -MeTia-N- [ (6-MeTHI-2-TAPUINIT)METII [THpa3oio[4,3-b]
MUPUINH-7-aMHHA,;

107) 5-(2-aToxcu-3-mupuawn)-1-uzonponmi-3-mMeTiia-N-[[6-(TpudTopMeTHII)-2 -THUPH I |METHII | THpa30-
n0[4,3-b|mupuanH-7-aMHHa;

111)  5-(2-3TOKCH-3-IMpHUAM)- 1 -Hu30npoIHI-N-[ (6-MEeTOKCH-3-MUPH T )METHI |-3-MeTHIINNpa3oio[4,3-
bnupuana-7-amMuHa;

113) 5-(2-3Toxcu-3-mupuami)-3-meTun-N-[(2-MeTunTrazon-4-min)meTui |- 1 -(okceran-3-mn)nmupaszono[4,3-
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b nupuauH-7-aMuHa;

118)  5-(2-aToKcu-3-mpuawn)- 1 -u3onpomnua-N-[ (3-MeTOKCH-2-MUPHU NI )METHI |-3-MeTHIMpa3oio[4,3-
b nupuana-7-amMuHa;

120) (R)-5-(2-aToKcu-3-mupuamn)-3-meTui- 1 -[ 1 -merunmpornmi |-N-( 1 H-mupaszon-3 -mimMeTrin ) mupa3oio
[4,3-b]Jmupunun-7-amuna  wim  (S)-5-(2-3Tokcn-3-mmpuann)-3-metui- 1 -[ 1-metummponun|-N-(1 H-mmupazon-3-
WIMETHI)Hpa3oio[4,3-b |nupuanH-7-aMHuHa;

135a) (R)-3-meTmn-1-[ 1 -meTmmmpornuin]-5-(2-npomokcu-3-nupuann)-N-( 1 H-upazon-3-mimetmn)mupa-
30710[4,3-b]mupuauH-7-aMuHa;

135b) (S)-3-meTmn-1-[1-metnnmnponnn]-5-(2-nponokcu-3-nupuamn)-N-(1H-nupason-3-ummerwn ) mupa-
30710[4,3-b|mupunns-7-aMmuHa;

137) (R)-5-(2-3rokcu-3-mupuamn)- 1 -[ 1 -merunmporun |-N-(1 H-mupason-3-unmetun) nupaszono[4,3-
b]mupunun-7-amuaa wim  (S)-5-(2-3ToKCcH-3-mpuamn)-1-[ 1 -metunnponun]-N-(1H-nupa3zon-3-mimernn)nupa-
30710[4,3-b|mupunns-7-aMuHa;

141) (R)-5-(2-3tokcu-3-mupuuin)-1-[ 1-metrmnpormn |-N-[(1-metmn-1,2,4-Tpra3o-3 -1 Me T | TUPa30JI0
[4,3-b]mupunun-7-amuHa umn (S)-5-(2-3Tokcu-3-mupuann)-1-[ 1 -metunmpormn |-N-[(1-meTmn-1,2,4-tpuazon-3-
WI)MeTW [ipa3oiio[4,3-b|mupuanH-7-aMuHa,;

180)  5-(2-(3Tokcm-1,1-dy)mupuana-3-wm)- 1 -u3onponwi-N-((2-MeTOKCUMTHUPU TUH-3 -HIT)METHII ) -3 -METHII-
1H-nupazomno[4,3-b]mupunuH-7-amMmuHa,;

181)  5-(2-(3Trokcu-ds)mupuann-3-un)- 1 -u3onpormui-N-((2-MeTOKCUTTUPUINH-3 -AT ) METHI )-3-MeTrI- 1 H-
nupasodio[4,3-b]mupunnH-7-aMuHa,;

182) 5-(2-(3TOKCH-2,2,2-d;3)mupunuH-3-1)- 1 -u3onpormii-N-((2-MeTOKCUITH PUANH-3-HIT)METHIT ) -3 -METHII-
1H-nimpazono[4,3-bmupuann-7-amuHa;

191) 5-(2-3Tokcu-3-mpuann)-N-[(2-3TokcH-3-mHUpU I )METHII | - 1 -u30nponiiI-3-MeTrinupa3zono[ 4,3-
b nupuaun-7-aMuHa;

u (apMarieBTHUECKH NPUEMIIEMBIX COJIEH JII000T0 U3 STHX COCIMHEHHUH.

14. TIpuMmeHeHre CoeqUHEHMS 110 JIIo00MY U3 T, 1-13 1 JedeHnst HelpoaereHepaTUBHOTO PacCTPONUCTBA.

15. Ilpumenenune 1o 1. 14, TIe HelpoaereHepaTUBHOE PACCTPONCTBO BEIOPAHO M3 TPYIIIBI, COCTOSIICH U3
Oone3nn Anbrreiimepa, 6one3nu [TapkuacoHa u 6one3Hn [ eHTHHTTOHA.

16. [TpumeHneHne COeTUHEHMS 10 JII0OOMY U3 MII. 1-13 115 JTedeHuss ICUXUIECKOTO pacCTpOiCTBa.

17. Tlpumenenwue 1o 1. 16, rIe ICHXUIecKoe PacCTPONUCTBO BRIOPAHO M3 TPYIIIHI, COCTOSIICH U3 CHHAPOMA
nedunuTa BHUMaHus/TuniepaktuBHOCTH (ADHD), nenpeccuu, TpeBOKHOTO COCTOSIHHS, HAPKOJIETICHH, HapyIIe-
HUSI KOTHUTUBHBIX (DYHKIMH, HAPYIICHNUs] KOTHUTUBHBIX (QYHKIMH, accoruupoBanHoro ¢ musogppenueii (CIAS),
WM CUHJpOMa OECITOKOHHBIX HOT.

18. dapmaneBTHUecKass KOMITO3HMLUS Ul JICUCHHUSI HEHpPOJIeTeHEpaTHBHOTO PAcCTpOicTBa, coaeprKamias
TepaneBTHYeCKH 3(PQeKTHBHOE KOJIMUYECTBO COCAMHEHUS IO JoOoMy W3 miLl-13 W OJHO MM HECKOJBbKO M3
(hapmaneBTHYECKHN NPUEMIIEMBIX HOCUTENIEH, pa30aBUTEIIEil 1 BCIIOMOTaTEIbHBIX BEIECTB.

19. ®apmaneBTHyeckass KOMIo3uLus 1o 1.18, raoe HelpoaereHepaTMBHOE PAaCCTPOMCTBO BBIOpaHO H3
TPYIIIBI, COCTOSIICH U3 OoNe3Hn Anbprreiimepa, 6one3nu [lapkuacona u 6osie3an [ eHTHHT TOHA.

20. ®apmareBTHIECKasT KOMIIO3HITUS IS JICUCHUS TICHXUIECKOTO PACCTPOICTBA, COAeprKamiast TepareBTH-
qeckd 3P PEKTUBHOE KOJTUIECTBO COSAMHEHHS 10 JIOO0OMY m3 Ml 1-13 W 0HO WM HECKOJIBKO U3 (hapMareBTH-
YEeCKH MIPUEMIIEMBIX HOCHTENIEH, pa30aBUTENel 1 BCIIOMOTATEIFHBIX BEIICCTB.

21. ®apmaneBTudeckas KOMITO3UIUs 1o 1m.20, Tie MCUXUIEeCKOe PacCTPOMCTBO BBHIOPAHO W3 TPYIIIHI, CO-
cTosmIed U3 cuHApoMa aeduiuTa BHUMaHus/runepakTuBHocTH (ADHD), menmpeccun, TpeBOKHOTO COCTOSHHS,
HAPKOJICTICHH, HAPYIICHUS KOTHUTUBHBIX ()YHKIIMHA, HAPYIICHUS KOTHUTUBHBIX ()YHKIIHH, aCCONUUPOBAHHOTO C
nmmsogpenucit (CLIAS), win cuaapoMa 0eCIIOKOHBIX HOT.

22. Crioco0 JieueHnst HEHpOIereHepaTHBHOTO PAacCTPOiicTBa, BEIOPAHHOTO M3 T'PYIIIBI, cOCTOSIIEH U3 0o-
ne3Hn AunblreiimMepa, 6osesnn [lapknHcona u 6one3nn ['eHTHHITOHA, TP 3TOM CIOCOO NpeaycMaTpUBaeT BBe-
JICHUE TepareBTHYecKH 3(P(HEeKTHBHOTO KONWYECTBA COEIMHEHHUS Mo JroboMy u3 mm.l-13 mamueHTy, HyXaaro-
IIEMYCS B 3TOM.

23. Cnoco0 JiedeHus ICUXMIECKOTO PACCTPONCTBA, BRIOPAHHOTO W3 TPYIIIBI, COCTOSAIIEH U3 CHHIPOMA Jie-
¢unuta BHMMaHus/runiepaktTuBHOCTH (ADHD), nenpeccuu, TpeBOXKHOTO COCTOSIHHSI, HAPKOJCTICHH, HAPYIICHUS
KOTHUTHBHBIX (YHKIMHA, HAPYIIECHUS KOTHUTUBHBIX (QyHKINH, acconuupoBanHoro ¢ mm3odpenuneit (CIAS), wmu
CHHApOMa OECTIOKOHWHBIX HOT, TIPH 3TOM CIOCO0 TpEeIyCMAaTPUBAET BBEICHHE TEepPaNeBTHUIECKH 3(P(HEKTHBHOTO
KOJIMYECTBA COSTUHEHMSI 10 JIF0O0MYy 13 Til. 1 -13 maruenTy, Hy K IaroImeMycs B 3TOM.
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