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0003HAUCHHI DIIEMEHTOB TPUBEICHBI B (OpMysie M300peTeHHs, ClIOCO0y MPOMWIAKTHKH WM JICYCHUS BUPYCHBIX
WH(EKIUH y )KUBOTHBIX C IPUMECHECHHEM HOBBIX COCTHHCHHI 1 K YKa3aHHBIM HOBBIM COCIMHEHHUSM TSl IPUMCHCHUS
B Ka4eCTBE JICKAPCTBEHHOT'O CPEICTBAa, OoJiee MPENNOYTUTENBHO JIUIsi TIPUMEHEHHS B Ka4eCTBE JIGKAPCTBCHHOTO
Cpe/ICTBa JUIS JICUCHHs WU MPOQUIAKTHKA BUPYCHBIX WMH(eknuii, ocobeHnno PHK-BupycHbIX mH(eknunii, 6omee
KOHKPETHO MH(EKIUil BUPYCOB, MIPUHAICKANIHUX ceMeiicTBy DnaBUBHPYCOB, U ele 0onee KOHKPETHO WH(EKIUi
BHupycoMm jeHre. KpoMe Toro, m300peTeHre OTHOCHTCS K (apMaIleBTHYCCKUM KOMITO3HIIUSAM HOBBIX COCIMHCHUH, K
KOMIIO3HUIIVSIM WM TIperaparam Jjisl IPIMEHEHUS B KaueCTBe JICKaPCTBEHHOTO Mperapara, 0ojee mpeArnoITUTeIbHO
U POGOUAKTUKA WM JICUYCHHs] BHPYCHBIX HHQpeEKImiA. V300peTeHne Takke OTHOCHTCS K CIIOCO0aM IONyYCHUS
COEIMHEHUI.
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O0J1acTh TEXHHKH, K KOTOPOi OTHOCHTCS M300peTeHHe

N3o0peTenre oTHOCUTCS K Py COEAMHEHUH, croco0y MpoQHIakTUKU(IPEAYPEKICHHS) U JICUCHHS
BUPYCHBIX HHPEKIMH y )KUBOTHBIX C IPAMEHEHHEM COCIMHEHUH 1 K YKa3aHHBIM COSIMHEHHAM JUI IPUMEHEHUS
B KaueCTBE JIEKAPCTBEHHOTO CPEACTBA, Ooiee MPeanoYTHTEIRHO, IS IPUMEHEHHS B Ka4eCTBE JIEKapCTBEHHOTO
cpencTBa s JICUCHUS WM MPOQUIAKTHKN BUPYCHBIX MHGpeknni, ocooenHo PHK-BupycHbIX nHdpekuii, 6onee
KOHKPETHO, HH(EKINA BUPYCOB, IPHUHAIJICKAINX ceMeicTBY DIaBUBHPYCOB, U emie 0oyiee KOHKPETHO HH(pEK-
i BUpycoMm neHre. Kpome Toro, n300peTeHne OTHOCUTCS K (papMarieBTHIeCKUM KOMIIO3HITHAM COSTHHEHHUH, K
KOMITO3UIIMSIM FUTH TIperapaTaM I IPUMEHEHUSI B Ka4ecTBE JIGKAPCTBEHHOTO Tperapara, 0oiee MpearnoyTH-
TENBHO ISl NPO(MIIAKTHKY WM JICYCHHUs] BUPYCHBIX MH(peKknuid. M300peTeHne Takke OTHOCUTCS K criocobam
TIOJTYYECHHUS] COCTMHEHHH.

IIpeamecTByONIUil ypoBeHb TEXHUKHU H300peTeHUsI

®dnaBUBUPYCHI, KOTOPBIE MEPEHOCITCSI MOCKUTAMH HIIH 3yTHSIMH, BBI3BIBAIOT ONACHBIE JUIS JKU3HHU MH(QEK-
IIUH Yy JIIOAEH, Takhe Kak SHIe(alIuT U reMopparnieckas JMxopaaka. M3BecTHO 4eThIpe OTAEIbHBIX, HO TECHO
CBsI3aHHBIX cepoTunoB ¢uasuBupyca nenre (DENV-1, -2, -3 u -4). Jlenre sBiseTCS SHISMUYHBIM B OOJIBILICH
YacTH TPOIMYECKUX M CYOTPONMYECKUX PErHOHOB II0 BCEMY MHUPY, IPEUMYIIECTBEHHO B TOPOACKHUX U TOIYTO-
ponckux obmactsax. Cormacao BecemupHoit opranmzanmu 3apaBooxpanenus (WHO) 2,5 muummapaa geinoBek, u3
KOTOpBIX | MuuMapn nerei, monsepskensl pucky uHpexknun DENV (WHO, 2002). Kaxmaprit Tog Bo BceM MHUpe
MPOUCXOAUT TpuOII3UTENHsHO 0T 50 10 100 MUIUTHOHOB citydaeB Jmxopaaku jaenre [DF], momMumona ciryda-
€B OCTpOTO 3a00JIeBaHMs, BRI3BAHHOTO JIeHTe (T.€. reMopparudeckas ¢popma mxopaaku aeare [DHF] u mok npu
remopparndeckoi uxopajake aenre [DSS]) u 6onee yem 20000 cmepteit. DHF crano rmaBHOE MPUYHHOMN ToC-
MUTAIN3AIAN U CMEPTH CPEN AETeH B 3MUAEMHYECKUX 00TacTsIX. B 00Iel cloXKHOCTH IeHTe SBIISIETCS] CaMOH
pacrpocTpaHeHHOH NMPUYNHOM apOoBHpYCHOro 3abojeBaHus. M3-3a HelaBHMX KPYIHBIX BCIBIIIEK B CTpaHax,
pacnonoxeHHsix B JlatuHckoit Amepuke, Oro-Bocrounoil A3uu u 3amanHoil yacTd TuUXoro okeaHa (BKJItOYast
Bpazumuro, [Tyapro-Puxo, Benecyany, Kam6omxy, Uunonesuro, Beetnam, Taunann), B mocineaHue rojsl KoJmde-
CTBO CIJTy4aeB JICHI'€ CHJILHO YBEIMUYHMIOCh. Bo3pacTaeT He TOJIBKO KOJIMUECTBO CIIydaeB AEHTe, MOCKOJIBKY 3aboite-
BaHMS PACTIPOCTPAHSIIOTCS Ha HOBBIE 00JaCTH, HO U BCITBIIIIKA UMEIOT CKJIOHHOCTE OBITh O0JIee Cephe3HBIMH.

Jlnst mpodunmakTuky W/uau 00pbOBI ¢ 3a00JeBaHUEM, BBI3BAHHBIM JIEHTE, €IMHCTBEHHBIMHU TOCTYITHBIMU
crocobaMu B HACTOSIIEE BPEMS SIBISIFOTCS CTPATETHH UCTPEOJICHHUS MOCKHUTOB UII OOPHOBI ¢ TIEPEHOCUUKOM.
Xot4 B pa3paboTke BaKIMH MPOTUB JCHTE JIENAIOTCS YCIEXH, TAK)KE BCTPEUAETCSI MHOTO CIIOKHOCTeH. OHE mpe-
JlyCMaTpUBAIOT CYIeCTBOBaHUE (peHOMEHa, Ha3pIBAEMOTO 3aBUCHMOE OT aHThTeNa ycuienue (ADE).

Wzneuenne ot mH(pEKINN, BEI3BAHHOW OAHUM CEPOTHIIOM, JACT MOKU3HEHHBI IMMYHHUTET IIPOTHUB TaKOTO
CepoTHIa, HO 00ECIIEYMBAET TOJHKO YACTUYHYIO M BPEMEHHYIO 3aIlUTY OT MOCJEAyIoei HHPEKINH, BbI3BaH-
HOHM OJIHUM M3 JIPYTHX TpeX cepoTHrioB. Ilociie MHGUINPOBaHUS IPYTUM CEPOTUIIOM IIPEIIIECTBYIONINE TEeTePO-
JIOTHYECKUE aHTUTETa 00pa3yloT KOMIUIEKCHI ¢ BHOBb MH(GHUIMPYIONMM CEPOTHIIOM BHpYyca JIeHI'e, HO HE HeH-
Tpanu3yIoT natoreH. BMecTo aToro nmomaranu, yTo o0serdeH BXO BUpyca B KIETKH, YTO MMPUBOJUT K HEKOHTPO-
JIMPYEeMOH peIuIMKanuy BUpyca U 0oJiee BBICOKOMY ITMKY THTPOB Bupyca. Kak mpu nepBUYHBIX, TaK W BTOPUY-
HBIX MH(EKIUIX, O0osiee BBICOKHNE THTPHI BUPYCOB CBS3aHBI C OOJiee CEphe3HBIMU 3a00JICBaHUSIMH, BBI3BAHHBIMH
BUpycoM neHre. [TockonbKy MaTepUHCKHE aHTHUTENIA MOTYT JIETKO TIEPEXOIUTh K peOCHKY IpH KOPMIICHUH TPY-
IIBI0, 3TO MOKET OBITH OJHOW W3 MPUYNH, TI0 KOTOPOH IeTh 0oJee MoABEpKEHBI CePhe3HOMY 3a00JICBAHMUIO, BhI-
3BAaHHOMY BHPYCOM JICHTE, YeM B3POCIIBIE.

B nmoxanm3anmsax ¢ IByMs MM HECKOJIBKHMHU CEPOTHUIIAMH, PACIIPOCTPAHSIOIIUMICS OJHOBPEMEHHO, TAaKXKe
Ha3BIBAEMBIX THUIECPIHICMHUYECKHE 00JacTH, PUCK CEphe3HOTO 3a00JIeBaHUs JICHTe CYIIECTBEHHO BBIIIE H3-3a
TIOBBIIIEHHOTO PHCKA MOJBEpTraHus BTOPUYHOH, Oonee Tspkenoi mHdeknun. bonee Toro, B cuTyanuu runepaIH-
JIEMUH BEPOSITHOCTH MOSBJICHHS 0oJjiee BUPYJICHTHBIX IITAMMOB YBEJINYEHA, YTO B CBOIO OUYEpE/lb YBEIHMUMBACT
BEPOSITHOCTH reMopparndeckoit popmel nuxopanku aenre (DHF) wnm moka npu reMopparudeckoi JTUXopaake
JICHTE.

MoOCKHTEI, KOTOpBIE IIEpEeHOCAT JeHTe, BKirodast Aedes aegypti n Aedes albopictus (>kenToNMXOpaTOYHBIH
KOMap), mpojaBuratorcst Ha ceep. CoraacHo naHHBIM LleHTpa 1Mo KOHTpOIIO Haj 3abojeBaHUsIMU M TpoduIak-
trke (CDC) B CIIIA o6a Bula MOCKHTOB B HAacTOsIIee BpeMs IPUCYTCTBYIOT B 10’)kHOM Texace. Pacmipoctpane-
HHE Ha CeBep MEPEHOCAIINX IeHTe MOCKUTOB He orpanndeno CIIIA, onn Taxoke Habmoganmmcs B EBpore.

HecmoTtps Ha GonpIue yCHIHS B TEUCHHE MOCTEAHUX 3 ICCATIIICTHH B HACTOSIIEE BPeMs HE CYIIECTBYET
BaKIMHBI, TIOAXOSIICH AJIS 3alUTHI OT 3a00JIeBaHMsI, BEI3BAHHOTO BUpycoM aeHre. OcHOBHas mpobieMa cocTo-
UT B pa3paboOTKe BAKIMHBI, KOTOpAs MpelaraeT 3alliTy OT BCEX YEThIPEX CEPOTHUIOB (YeThIpEeXBaJCHTHAS Bak-
IIMHA) B OMHAKOBOI cTerneHu. bomee Toro, cerogHst HETOCTYITHBI KOHKPETHBIE TPOTHBOBUPYCHBIE JICKAPCTBEH-
HBIE CPEJCTBA JUIS JICYCHUs] WM NPOQMIAKTHKA BUPYCHOW MHQEKUnH Jmxopaaku aeHre. O4eBHIHO, YTO BCeE
ellle CyIIeCTBYEeT OOJbIIas HEOOX0ANMOCTh B TEPAITUH ISl TPOMWIAKTHKY WU JICYSHNSI BUPYCHBIX UHMEKINH y
JKMBOTHBIX, O0Jiee KOHKPETHO, Y JIF0/Ieil, 1 0COOEHHO BUPYCHBIX MH(EKIH, BBI3BAaHHBIX (hIIaBUBHpYCcaMu, Ooiee
KOHKPETHO, BUpycoM JieHre. O4eHb MPUBETCTBYIOTCS TEpaNUU ¢ Xopoulel 3PeKTUBHOCTHIO, 0€3 WIH ¢ HU3KHU-
MH YPOBHSIMH HEOOJBIINX TOO0YHBIX 3P (PEKTOB, C MIMPOKUM CIIEKTPOM aKTHBHOCTH ITPOTUB MHOTHX CEPOTHIIOB
BUpYcCa JICHTre, ¢ HU3KOI TOKCHYHOCTHIO M/MIIN XOPOIINMH (PapMaKOKHHETHYECKUMH MM JUHAMHYECKUMH CBOM-
ctBamu. Hacrosimee n3o0peTeHne npeIocTaBisieT COSIMHEHNU, POSBISIONINE aKTUBHOCTh IPOTHB (DIIaBUBHPY-
COB, BKJIFOYAsi BUPYC JAeHTe. VI3BeCTHBIN ypOBEHb TEXHUKU HE MPUBOIUT CIEIHAINCTa HACTOSIIETO YPOBHS TEX-
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HHUKH HM K COCAMHEHHUSIM IO HACTOSIIEMY M300pETEHHIO, HU K UX IPUMEHEHHUIO B Ka4yeCTBE MPOTUBOBUPYCHBIX
COEMHEHUII.
Kpartkoe packpbiTHe H300peTeHH

Hacrosmmee m300peTeHre OCHOBaHO Ha HEOKHUAaHHOM OTKPBITHH, YTO IO MEHBIIECH Mepe OIHa W3 BHIIIe-
YIOMSHYTBIX IPOOJIEM MOXKET OBITH pelIeHa P MMOMOIIHA HOBOTO KJIacca COCIHMHEHUI.

Hacrosmee nzo0pereHne nperocTaBisieT COETUHEHNS, KOTOpPbIe, KaKk ObIIO MoKa3aHo, 00Iagamm mpoTHBO-
BUPYCHOH aKTHBHOCTBIO. bojee Toro, B HacTosImeM M300pEeTEHHH NPEACTABICHO, YTO 3TH CoequHEHHUs 3 dek-
THBHO WHTHOUPYIOT TMpoiudepalio BUPYCOB, OCOOCHHO (IIaBUBHPYCOB, Oojiee KOHKPETHO, BUpycCa IEHTE
(DENV) un Bupyca sxenroit auxopaaku (YFV). CinenoBaTensHO, 5TH COSANHEHUS] COCTABIISIOT TTOJIE3HBIA Kitace
3¢ PEKTUBHBIX COEANHEHUH, KOTOPhIE MOTYT OBITh MCHOJIB30BaHbI NPH JEUEHUH W/WIM NPO(UIAKTHKH BUPYC-
HBIX WHEKIUl y )KUBOTHBIX, MIICKOITUTAIOIINX U JIIOJIeH, 00Jiee KOHKPETHO JUISl JICUEHUs 1/MIN MPO(QHUITaKTHKH
nH(EKIMi BUpycaMu, KOTOpbIe IPHHAJIEkKAT CEMEHCTBY (hIIaBUBHPYCOB, U Oosiee KOHKPETHO MH(EKIUil BUPY-
CaMH JICHI'€ WJIM BUPYCOM KEJITOH JINXOPaIKH.

Kpowme toro, HacTosee n300peTeHne OTHOCUTCS K MPUMEHEHHIO TaKUX COCIMHEHHH B Ka4eCTBE JIEKapCT-
BEHHBIX CPEACTB M K MX MPUMEHEHHUIO TSI N3TOTOBJICHHS JIGKAPCTBEHHBIX CPEICTB JJIS JICUCHUS W/ TPOQH-
JIAKTHKH BUPYCHBIX WHQEKIWHA, 00jee KOHKPETHO, BUPYCAMH, KOTOPBIE MPHHAMIC)KAT CEMEHCTBY (IIaBUBUPY-
COB, U emle 0oyiee KOHKPETHO MH(EKINH BUPYCOM JEHTE WIH BHPYCOM XKEITOH JIMXOPAIKH, ¥ )KHBOTHBIX HIIN
MIIEKOIIMTAIONINX, 00Jiee KOHKPETHO, y mroneil. Hactosmmee n3o0pereHre Takke OTHOCHTCS K CIOCO0aM IMoiy-
YEHHS BCEX TAKUX COCNWHEHHU M K (hapMaIeBTHYECKIM KOMITO3UIIISIM, KOTOPBIE ColepKaT uX B 3(dexTnBHOM
KOJIMYECTBE.

Hacrosimee n300pereHne Takke OTHOCHTCS K CIIOCO0Y JICYSHUS MM MTPOQHUIAKTUKH BUPYCHBIX MH(EKIUHA
y JIIOIeH TIOCPEICTBOM BBEJCHUS OJJHOTO MIIM HECKOJIBKUX TaKUX COCIMHEHHUH HYXIAIOIEMYyCs B 9TOM HalUeH-
Ty. B wactHOCTH, HacTosIIEee N300pETEHNE TAK)KE OTHOCHUTCS K CIIOCOOY JICUSHUS HITH MPO(HMIaKTUKH BUPYCHBIX
nHpeKIi, 0co0eHHO (PIaBUBUPYCHBIX MH(EKINH, Y JIIOAEH MocpeCTBOM BBeICHHUS 3(D(HEKTHBHOTO KOIHIECTBA
OJTHOTO WJIM HECKOJBKUX TaKHX COCAMHEHUH MM MX (hapMaleBTHUECKH IPHEMIIEMOI COJIM HYXKAAIOIIEMYCS B
9TOM MaIueHTy. bonee KOHKpeTHO, HacTosIee H300pPETEHHE TaK)Ke OTHOCUTCS K CIOCO0Y JIeUeHHUs WIIH TPOQH-
JIAKTHKY HHOEKIHUH BUPYCOM JEHTe MU BUPYCOM XKENTOH JIMXOPaIKH Y JIOJEH MOCPeICTBOM BBEACHUS Y dek-
TUBHOTO KOJIMYECTBA OJHOTO WJIM HECKOJIBKUX TAKUX COCTUHECHUH MM MX (hapMaIleBTHYECKH IPUEMIIEMO COH
HYXIAIOIIEeMYyCs B 9TOM HalMEHTY.

OIHUM acTIeKTOM HACTOSIIETO U300PETCHHS SIBIITIOTCS coeAMHEHUs (hopMyIbl (B)
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TJIC BOJIHUCTAS JIUHUS () 0603HaqaeT TOYKY MPHUCOCTUHCHUS K aTOMY yTiieposia OCHOBHOU (opmyis (B)
H TJI€ W300pakeHHBIE UKl MOTYT OBITH HEOOS3aTENBHO 3aMENIEHBI OTHUM, ABYMS WA TpeMs Z

R' BBi6pan u3 Cs_7IIUKIOATKHIA, APHIIA, TeTEPOINKIIA;

U Tae ykazaHHBIA C;7IUKIOANKUI, apuil U TETCPOLUKI HEOOS3aTeIEHO 3aMEUICHBI OJHUM, BYMS WJIH
Tpems z'";

R’ MIPEeCTaBIsAeT COO0H BOIOPOT;

Kaxbiii Z'* He3aBHCHMO BBIOpaH W3 TPYIIIBI, COCTOSIIEH U3 TajoreHa, THAPOKCHIIA, CYIbPTHAPHIIA, -07%,
-0-C(=0)Z°, =0, -SZ?, =S, -S(=0)Z?, -S(=0),Z°, -S(=0),NZ'Z°, tpudropmerokcu, Hutpo, -NZ'Z’
-NZ*S(=0),Z*, -NZ'C(=0)Z?, -NZ*C(=0)NZ'Z>, uuano, -C(=0)Z°, -C(=0)0Z?, -C(=0)NZ'Z’, -C(=O)H, rere-
poC|_salTkuma, apuiia, TeTePOIUKIIa U reTeportuki-C _¢aKkua;

U TJIe YKa3aHHBINA re1epoCi_¢alIKiI, apyil, TETEPOIIUKI U reTepOouKiI-C _¢allKiiI Heo0A3aTENbHO 3aMEIICHBI
OJTHUM, JBYMS WJIHM TPEMs 3aMECTUTEISIMH, BRIOpAaHHBIMH U3 Tuapokcwmna, =0, ramorena, -SH, =S, tpudropme-
tina, -OCF;, -O-C(O)Me, mwmano, Hutpo, -C(O)OH, -C(O)OC, ¢ankuna, -NH,, -NHCH;; -N(CH3),, -NH-
C(=0)0-C,_janmkuna; -S(0),C;_4 ankuna u -O-C;_¢aikuna;

kaxpii Z'° He3aBHCHMO BHIOPAH W3 TPYIIIBI, COCTOAIEH W3 TalOreHa, THAPOKCHIA, Cyabdruapuia, -OZ%,
-0-C(=0)Z°, =0, -SZ°, =S, -S(=0)Z°, -S(=0),Z’, -S(=0),NZ*Z’, tpuropmerina, TpuhTOPMETOKCH, HHTPO,
—NZ4ZS, -NZ4C(:O)NZ4ZS, 1IaHO, —C(:O)Z3, -C(=0)H, C,_sankuna, rerepoC;_aJKuiia, apuia U TeTePOIHKIIA;

u trae ykasauHeli Cjgankmi, retepoC) ¢alKuil, apiil U TETEPOIMKI HEeoOsI3aTebHO 3aMEIIeHBl OJHUM,
JIBYMSI WJTA TPEeMsI 3aMECTHTEIISIMH, BRIOpAaHHBIMY W3 THAPOKCHIIA, TanmoreHa, -SH, =S, tpudropmernna, -OCF;,
-O-C(O)Me, mmano, Hutpo, -C(O)OH, -C(0O)OC,_sankuna, -NH,, -NHCHj3; -N(CH3),, -NH-C(=0)0O-C,_jankuna;
-S(0),C,_4anxmna u -O-C|_sankunia;

KaK/IBIi Z° He3aBHCHMO BbIOpaH u3 C)_¢alIKHIIa, apUJIa H FeTePOIHKIIa;

rae ykasaHHbI C| gaJIKWJI, apiil U TETEPOLUKI HEOOS3aTeIbHO 3aMCIICHBI OJTHUM, ABYMS WIH TpeMs 3a-
MECTHUTEIISIMHU, BEIOpAaHHBIMH W3 THIpokcwia, =0, ramorena, -SH, =S, tpudgropmeruna, mupropmermia, -O-C;.
qankmna, -OCF3, -S(=0),C,_4ankuna, nuano, Hutpo, -C(=0)OH, -C(=0)0-C,_sankuna, -NH, u -N(CHj;),, muppo-
JMUIUHAIA, TUTICPUINHUIIA U TUTICPA3HHILIA,

Kbl Z° HEe3aBHCHMO BBIOpAH M3 ruapokcuma, C,anKuia, apuia H TeTepOLHKIA; Te yKa3aHHbI
C/_¢aJIKWII, apWJI ¥ TETEPOIUKI HEOOsI3aTeIHHO 3aMEIICHBI OJHUAM, TBYMS WM TPEMs 3aMECTHTEIISIMU, BEIOpaH-
HeiME 13 C|_gankuia u -N(CHj3),;

kax b1t Z' i Z° HezaBHCHMO BBIOpaH U3 Bogopona, Cyqankima, apuia, Cs.; EKI0ATKIIA H FeTepOLHKIa;

nin 1-(1H-unmon-4-nmn)-2-(3-MeTOKCHaHUITHHO )-2-(eHIUIA TAHOH;

ik 1-(4-u30xuHOINI)-2-(3-METOKCHAHMIINHO )-2-()EHUIITAHOH;

nin 1-(1H-unmoin-3-nmn)-2-(3-meTokcn-N-MeTHIaHIIINHO )-2 - eHIIID TAHOH;

nnu 3-[[2-(1 H-uanon-3-mm)-2-okco- 1 -permm T |amuHo |-N,N-TumMe THIIOeH3aM U,

i 2-[2-pypunmernn (Metui)amuHo |- 1-(1 H-nanon-3-mm)-2-peHnnsTanoH;

win N-[2-(1H-urnon-3-m1)-2-okco- 1 -permmtuin]-2-(aumetunaMuHo )-N-(3-MeToKCH( SHILT )alle TAMH]T;

U €T0 CTEPEOU30MEPHI WIIM TAYTOMEPHI WX (papMaIlCBTUICCKH TPUEMIIEMBIC COJIH,
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IrJie TEPMHUH "TeTepoaskil", UCTIOIb3YEeMBbIH 3/1eCh, OTHOCHUTCS K allMKJINYECKOMY AJKHITY, B KOTOPOM OJIMH
WJIM HECKOJIBKO aTOMOB YTJIEPO/a 3aMEHEHbI aTOMOM KHCIIOPOAA, a30Ta WM CEPHI, IPH YCIOBHH, YTO yKa3aHHas
[IeTTh MOKET He COAEPIKaTh IBYX coceTHMX aToMoB O WM IBYX COCEIHUX aTOMOB S;

rJie TepMUH "TeTeponrkiI" 03Ha4YaeT HACHIIECHHYIO, HEHACBHIIEHHYIO I ApOMATHYECKYIO KOJBIIEBYIO CH-
cremy u3 3-18 aromoB, BKiItoUas 1mo Menbiieit mepe oqud N, O, S win P;

TepMuH "apwi" o3HadaeT apoOMaTHYECKHH YTIIEBOJAOPOTHBIA paaukanl u3 6-20 aToMoB yrieponaa, odpa3o-
BaHHBIA yJaJeHHEM BOJOpOJa OT aToMa yrjiepoAa HUCXOJHON apoMaTHUE€CKOW KOJIBIIEBOM CHUCTEMBI, IIPU YCIIO-
BHH, 9TO coeanHenue hopmynsl (B) camo o cede He mpeacTasiseT coboit

3-(2-(1H-nuon-3-min)-2-okco- 1 -pernmmTrnamuno )oenzoncynsponamun (Homep CAS 1211427-21-2);

2-(3,4-nurunpo-2H-6en30[b][ 1,4]mrokcenun-7-wiaMuHo)- 1 -(1 H-urmon-3-mwn)-2-¢penmwmtanon  (Ne CAS
1090733-87-1);

1-(1H-nnnoa-3-mn)-2-pernn-2-(M-ronunaMuHo )3TanoH (Homep CAS 1252467-88-1);

2-(4-3ToKCH-3-(THapokcuMeTIIT)peHmIaMuHO )- 1 -(1 H-nHnom-3-mn)-2-peHnnsTanon (HOMEp CAS
1241127-58-1);

1-(1H-uan07-3 -11)-2-[(6-MeTOKCH-3-TTUpUAMHIIN ) aMHHO |-2-peHmmTaHoH (Homep CAS 1181884-55-8);

1-(1H-uan0n-3-mm)-2-[(1-meTun- 1 H-nmupaszon-3-mn)amuno-2-pernndtanon (Homep CAS 1134766-19-0);

2-[(3,5-mumeTtoxcudenmn)amuo |- 1-(1 H-uagomn-3-mn)-2-dpennmranon (Homep CAS 1030232-46-2);

1-(1H-urn00-3-m1)-2-hennn-2-(pernnamuno))atanon (Homep CAS 1030214-83-5);

1-(1H-uan00-3-11)-2-[[6-(4-MopdommHmN) -3 -MTUpUANHNI | aMHHO |-2-permmTanon (Homep CAS 1030212-
41-9);

2-(3-(andpropmerokcu)-4-meTokcupeHnIaMuHo)- 1 -(1 H-unnon-3-um)-2-penmnmraHon (HOMED CAS
1015662-06-2);

1-(1H-unnon-3-un)-2-pennn-2-[(3,4,5-rpumeroxcudennin)amuHo |atanoH (Homep CAS 1014535-82-0);

2-[(4-drophennn)amuno]-1-(1H-nunomn-3-mn)-2-pernnstanon (Homep CAS 1014493-63-0);

2-[(4-3TOKCH-3-MeToKcUpeHmT)aMuHO |- 1 -(1 H-unmon-3-wmn)-2-¢penmmranon (Homep CAS 1014422-80-0);

1-[4-[[2-(1H-uHm07-3-1111)-2-0KCO- | -heHnmI THI |aMuHO |-2-MeTokcuderm |-2-tupponuanaoH (Homep CAS
1011119-79-1);

2-[(1-aneTmn-2,3-murunpo- 1 H-uanon-5-mn)amuno]-1-(1H-ungon-3-mn)-2-penmmranon  (Homep  CAS
949443-90-7);

1-(1H-uan00-3 -1)-2-hbernn-2-[ (1 -npornun-4-numnepuauHi)aMuHo |3 TaHoH (Homep CAS 941047-24-1);

2-(muknoneHTUIaMuHO )- 1 -(1 H-unmon-3-un)-2-permmytanon (Homep CAS 931079-25-3);

1-(1H-uan0n-3-m1)-2-[ (4-MeTmndermn)aMuHo |-2-permmtanod (Homep CAS 931016-79-4);

2-(umknonponuinaMuHo)-1-(1 H-unnon-3-mn)-2-gpermmranon (Homep CAS 931000-99-6);

2-[(3,4-aurunpo-2H-1-6enzornonupan-4-un)amuno |- 1-(1H-uanon-3-nmn)-2-pennmsranon  (Homep CAS
924713-60-0);

2-[(3,4-aumerokcnudennin)amuHo |- 1-(1H-unnomn-3-mn)-2-pernnstanon (Homep CAS 924712-67-4);

2-3T0KCH-5-[[2-(1 H-namon-3-mn)-2-okco-1 -pennmatiin |amuno |-N,N-aumetnnoensoncynsponamuy — (Ho-
Mmep CAS 920883-17-6);

6-[[2-(1H-mamon-3-1m)-2-0kco- 1 -penmmaTrin |amuuo |-2-Metnin-2H-1,4-6en3okcazun-3 (4H)-on (Ne CAS
920834-07-7);

2-[(3,4-murunpo-2H-1-6en3onupan-4-min)amMuno |- 1 -(1 H-uamomn-3-mn)-2-heHnnTanoH (HOMED CAS
920819-87-0);

4-[[2-(1H-uHmon-3-1m)-2-0kco- | -hermma T |amuHo |oen3onaneronutpui (Homep CAS 920669-36-9);

1-(1H-uan00-3-171)-2-[ (4-MeTokcudeHm)amuHo |-2-permnitanos (Homep CAS 920601-77-0);

1-(1H-unnon-3-mn)-2-pennn-2-(1, 1 -qnokcorerparunpornoden-3-miamuno)atanon (Homep CAS 878619-
92-2);

2-[[3-(rumpoxcumern)perm |amuHo |- 1-(1 H-unmon-3-mn)-2-permnstanon (Homep CAS 875166-36-2);

2-[(2,3-murunpo-1,4-6eH301uokcuH-6-11)aMuHO |- 1-(1 H-unnon-3-mn)-2-permmranon . (Homep  CAS
874669-99-5);

1-(1H-uan01-3 -11)-2-(Mop hommuo(peHIIT ) METHIIAMUHO ) -2 -(DeHUIII TAHOH;

2-(4-(mumeTrmaMuHO )oeH3MITaMuHO )- 1 -(1 H-uamour-3-1m)-2-peHnnm TanoH;

1-(1H-uan07-3 -11)-2-(2-METOKCUOCH3 MITaMUHO ) -2 -(D eHUIID TAHOH;

1-(1H-uan07-3 -11)-2-(3-METOKCHOCH3 MITaMUHO ) -2 -(D eHUIII TAHOH;

2-(2-(mumeTrmaMuHO)- 1 -heHnmTrIamMuHO )- 1 -(1 H-urmon-3-un)-2-peHum TaHoH;

2-(3,4-mumeTokcudenstriiamMuno)- 1 -(1H-nanomn-3-mn)-2-¢peHnnsTanoH;

1-(1H-unnoa-3-mm)-2-(1-(2-MeToKCU(EHUIT)ITHIIaMUHO )-2-(D eHUIIITAHOH;
1-(1H-uan07-3-111)-2-(4-METOKCHOCH3MIAMUHO )-2 - (D eHUIII TAHOH;

2-(6enzunamuno)- 1 -(1 H-unnon-3-um)-2-penuntraHos;

2-[4-[[2-(1H-urp00-3-11)-2-0KCO- 1 -permmaTmn |amuno | perwmn|-N,N-tuMe Triane TaMmu,;

4-[[2-(1H-mHmon-3-1m11)-2-0KC0- | -heHmmITII |[aMuHO |- 1,5-muMe ThIT-2-(h eHIITTUPa30J1-3-0H;

(25)-2-(1,3-6en30a10KCON-5-HIaMuHO)- 1 -(1 H-unm0:1-3-1101)-2 - e HIIIA TAaHOH;

(25)-2-(2,3-murumpo-1,4-6eH301MOKCHH-6-1IaMUHO )- 1 -(1 H-unmon-3-un)-2-peHnnm TanoH;
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(2S)-2-anununo-1-(1H-unnomn-3-m)-2-heHnnaTaHoH;
(2S)-1-(1H-unnon-3-u1)-2-(3-MEeTUIAaHWINHO )-2 - CHUITITAHOH;
(2S)-1-(1H-unm0m1-3-11)-2-(3-METOKCHaHUITNHO )-2 - €HUIII TAHOH;
(2S)-1-(1H-unm07-3-111)-2-(4-METHIAHWIHHO )-2 - SHIUIII TAHOH;
(2S)-1-(1H-unm0m1-3-111)-2-(4-METOKCHAHUITNHO )-2 - €HUIIITAHOH;
metin-4-[[(1S)-2-(1H-unm0ma-3-m1)-2-0kco- 1 -peHnna T JamuHo |6eH304aT;
(2S)-1-(1H-uam0mn-3-mn)-2-penmi-2-(3,4,5-TpuMeTOKCHaHUIIMHO )3 TAaHOH;
(2S)-2-(4-aToKCcH-3-MeToKCHaHWIHHO)- 1 -(1 H-uHm01-3-11)-2-peHnna TaHoH;
2-[4-[[(1S)-2-(1H-num0n-3-11)-2-0KCO- | -(heHMIITHIT |aMHHO | ) HIIT |aLlE TOHU TP T
(2S)-2-(4-dTopanunmno)-1-(1H-uanon-3-nmn)-2-peHNITaHOH;
(2R)-2-[(1-ameTun-2,3-quruaponHao-5-mi)amuHo |- 1 -(1 H-unmomn-3-mn)-2-peHnniTaHos;
(25)-2-(3,4-nuruapo-2H-1,5-6en301uokcenuH-7-mnamMuHo)- 1 -(1 H-nHnoma-3-mn)-2-peHnnaTanoH;
(2R)-2-(4-dropanunmno)-1-(1H-uanon-3-mi)-2-heHUI3TaHOH;
3,4-murunpo-6-[[2-(1H-urnon-3-mr)-2-okco- 1 -permmatin Jamuno |-2(1H)xuHonmuHOH (momep
1277962-26-1);
2-[(3-(rumpoxcumeTnin)-4-meTokcrpenni)aMuno |- 1 -(1 H-uamomn-3 -m)-2-heHna3TaHoH;
2-(1,3-6en30110KCON-5-mnaMuHo)- 1 -(1 H-uamom-3-1)-2-h eHnI3TaHOH; FITH
H
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TJie BOJHUCTAS JTUHUSA () O3HAYAET TOUYKY MPUCOSAMHEHHS K aTOMY yTiiepoaa ocCHOBHOH (opmynsl (B) u
T7ie N300paKEHHBIE ITUKJIIBI SBIISIOTCS HE3aMEICHHBIMU;

R! BbIOpaH u3 C;_;,ITUKII0ATKWI, apiiia, TeTePOITUKIIA,;

" e ykazaHHbIi C;_;IIUKIOATKWI, apwl U TeTEPOIMKI HEeOOs3aTeIbHO 3aMEelIeHbl OJHUM, ABYMS HITH
Tpems z'";

R? MpeJICTaBIsIeT COO0H BOJIOPOST;

KaxKIbli Z' He3aBHCHMO BHIOPAH M3 IPYIIIBI, COCTOSIICH 3 raloreHa, THAPOKCHIA, cyibriapuna, -OZ%,
-0-C(=0)Z°, =0, -SZ°, =S, -S(=0)Z°, -S(=0),Z’, -S(=0),NZ*Z’, tpuropmerina, TpuhTOPMETOKCH, HHTPO,
NZ'Z’, -NZ'S(=0),Z*>, -NZ'C(=0)Z*, -NZ'C(=0)-0Z°, -NZ'C(=0)NZ'Z’, mmano, -C(=0)Z’, -C(=0)0Z>,
—C(:O)NZ4ZS, -C(=0)H, C,.¢anmkuna, retepoC,_saIKHIa, apuia, TeTEPOIHMKIA U TeTeponnki-C _caIKuia;

u T1e ykazanubli C_qankwi, retepoC ¢adIKuil, apuil, TETEPOIHKII U TeTepoHKI-C ¢ aTKAIT HE0OSI3aTEIIBHO
3aMeIIeHbl OJHUM, ABYMsSI WJIM TPEMS 3aMECTHUTEISIMH, BRIOpAaHHBIMU W3 THApokcwia, =0, rayjoreHa, -SH, =S,
tpudTopmetia, -OCF;, -O-C(O)Me, mmano, Hutpo, -C(O)OH, -C(O)OC, sankmna, -NH,, -NHCHj3;; -N(CHs),,
-NH-C(=0)0O-C,_jankuna; -S(0),C,_jankuna u -O-C,_sankuia;

Kaxeiii Z'° HesaBHCHMO BBIOPAH M3 TPYIIIbI, COCTOSIIEH U3 TajloreHa, THAPOKCHIIA, CYIbPTHAPHIIA, -07%,
-0-C(=0)Z°, =0, -SZ°, =S, -S(=0)Z°, -S(=0),Z’, -S(=0),NZ*Z’, tpuropmerina, TpuhTOPMETOKCH, HHTPO,
NZz*'Z°, -NZ4C(:O)NZ4ZS, [IUAHO, —C(:O)Z3, -C(:O)OZZ, -C(=0O)H, C,.ankmna, rerepoC;_calKmia, apuia 1
TETEPOIUKIIA;

u e ykazaHHbiid Cpgankmi, retepoC . ¢aliKiil, apuil U TETEPOIMKI HEoOsI3aTeIbHO 3aMEIICHBI OJHUM,
JBYMsI WIIA TPEMs 3aMECTHUTEISIMH, BRIOpAHHBIMHU W3 THIPOKCHUIA, ranoreHa, -SH, =S, tpudropmermna, -OCF;,
-O-C(O)Me, tmano, mutpo, -C(O)OH, -C(0)OC, ¢ankmna, -NH,, -NHCHj;; -N(CHj3;),, -NH-C(=0)O-C,_jankuna;
-S(0),C,_4anxmna, n -O-C_gankuna;

KaKIbI Z° He3aBHCUMO BBIOpaH u3 C_saJKuiia, apuia, TeTePOIMKIA U TeTepolnkil-C _calIKua;

rae yka3zaHHbl C_¢aJIKHUII, apuil, TETEPOIUKI U TeTepOITnKI-C _caJIKIIT HEOOs3aTEIbHO 3aMEIIEeHbI OJTHUM,
JIBYMSI MJTH TPEMsI 3aMECTHUTEIISIMH, BEIOpaHHBIMU U3 TuApokcwia, =0, ramorena, -SH, =S, tpudropmernna, au-
¢dropmernna, -O-C,¢amkmna, -OCF;, -S(=0),C, ankumna, mmano, Hutpo, -C(=0)OH, -C(=0)0-C,jankwmia,
-NH, u -N(CHs),, muppouauHmIa, TUNEPUINHIIIA U TATIEPa3nHIIIA;

KaxKIblil Z° HEe3aBHCHMO BHIOpaH M3 THApPOKcHia, C\¢aNKiia, apiia i reTepoLMKIa; MpHYeM yKa3aHHbI
C/_¢aJTKWII, apWJT U TETEPOLIUKI He00A3aTEIFHO 3aMEIICHBI OTHIM,

JIBYMSI WJIA TPEMS 3aMECTUTEISIMHU, BIOpaHHBIMU 13 C_sankmia u -N(CHz),;

kaxeii Z' i Z° HesaBucHMO BBIGpaH u3 Bogopoaa, C, sankumna, apuna, Cs.; HHKIOANKHIA H FeTepOLMKIIa;

wm 1-(1H-uanon-3-nn)-2-(3-metokcu-N-MeTHIaHIIHHO)-2-pEeHIII TAaHOH;

nnu 3-[[2-(1 H-uanon-3-mm)-2-okco- 1 -permm T |amuHo |-N,N-TumMe THIIOeH3aM U,

niu 2-[2-pypunmernn (Metwin) aMuHo |- 1-(1H-uam071-3-1m1)-2-heHnITaHOH;

nu N-[2-(1H-una0m1-3-mm)-2-okco- 1 -hernmtun | -2-(mumeTunaMmuHo )-N-(3-MeTokcu eHII) aneTaMuI,

1 €T0 CTEPEON30MEPHI WM TAyTOMEPHI WK (hapMaIleBTHUECKH IPUEMIIEMBIC COJIH;

W,
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rae TCpMuH "FeTGpO&J’IKI/IH", HCHOHL3yeMLIﬁ 34€Chb, OTHOCUTCHA K alJUKIIMYCCKOMY aJIKW1Yy, B KOTOPOM OAWH

WA HECKOJIBKO aTOMOB YTJI€poaa 3aMCHEHbI aTOMOM KHCJIOPO/Ja, a30Ta WIN CEPbI, IPU YCJIOBUH, YTO YKa3aHHas

IIeTTh MOKET He COAEPIKaTh IBYX coceTHMX aToMoB O WM IBYX COCEIHUX aTOMOB S;
rJie TepMUH "TeTeponrkiI" 03Ha4YaeT HACHIIECHHYIO, HEHACBHIIEHHYIO I ApOMATHYECKYIO KOJBIIEBYIO CH-
cremy u3 3-18 aromoB, BKiItoUas 1mo Menbiieit mepe oqud N, O, S win P;
TepMuH "apwi" o3HadaeT apoOMaTHYECKHHA YTIIEBOJAOPOIHBIA paaukanl u3 6-20 aToMoB yrieponaa, odpa3o-
BaHHBIN yAaJICHHEM BOJOPO/a OT aTOMa Yrjiepoja UCXOJHON apoMaTHUYeCKON KOJIbLIEBOW CUCTEMBI,

IIPH YCJIOBUH, 4TO coeanHenne hopmyisl (B) camo mo cebe He mpeacTaBiseT co0oi
N-(5-(2-(7-atmn-1H-nnmomn-3-mi)-2-0kco- 1 - e HUII THIIAMHHO ) -2 -METOKCU(EHIIT )METaHCYIb () OHAMHU T,
3-(2-(1H-naon-3-mi)-2-0KCc0- 1 -heHNIP THITAMHHO ) 0EH30JICY b OHAMHLT,;
2-(3,4-nqurunpo-2H-6en30[b][ 1,4]muokcenun-7-wnaMuHo)- 1 -(1 H-urmom-3-mi)-2 - eHIII TaHOH;
1-(7-3tun-1H-ungon-3-um)-2-[(1-metrn-1 H-nupazon-3-min)aMuHo | -2 -(heHMIIITAaHOH;
1-(7-atun-1H-unpon-3-un)-2-pennn-2-[(3,4,5-rpuMeTokcu( eHUIT)aMIHO [ TaHOH;
2-[(1-ameTun-2,3-nuruapo- 1 H-uapon-5-min)amuno |- 1 -(7-3tun- 1 H-uanon-3-mi)-2 - e HUI3 TaHOH;
3,4-nmurunpo-6-[[2-(1H-unnoma-3-mm)-2-okco- 1 -pernmatun Jamuno |-2(1 H)-xuHoNMHMHOH;
1-(1H-urp01-3 -11)-2-(heHN -2 -(M-TOJTUITAMIHO ) 3TAHOH;
2-(4-3ToKcu-3-(ruapokcumeTn)heHnaamMuHo )- 1 -(1 H-unmon-3-un)-2-GeHmm TaHo H;
2-[(1-aneTmn-4-nunepunuani )aMuHO |- 1 -(1 H-uapon-3-mn)-2-heHnniTanoH;

-1-(1H-uamomn-3-um)-2-[ (6-MeTOKCH-3 -TTUPUIUHIIT)aMUHO |-2 - eHUIII TAaHOH;
1-(1H-uan0n-3-mm)-2-[(1-meTun- 1 H-nupazon-3-min)amuHo | -2-HeHUII TaHOH;
2-[(3,5-aumerokcudennit)amuHo |- 1-(1H-nanoma-3-mn)-2-heHnnITanoH;
1-(1H-unnoa-3-mn)-2-pernn-2-((heHnIaMinHo )3TaHOH;

1-(1H-unnoa-3-mn)-2-[[ 6-(4-MopdonHuI)-3 -TUPUANHII | aMUHO |-2 - eHIIId TAaHOH;
2-(3-(andpropmeTokcu)-4-meTokcudeHnaaMuno)- 1 -(1 H-uanon-3-un)-2-penunsraHon;
1-(1H-unnon-3-un)-2-pennn-2-[(3,4,5-rpumeTokcn(eHNIT)aMIHO | S TaHOH;
2-[(4-dbropdennn)amuno |-1-(1H-urmon-3-nn)-2-GeHnni TanoH;
2-[(4-3ToKcH-3-MeTokcupennn )aMuHo |- 1 -(1 H-uamom-3-m)-2-heHnI3 TaHoH;

1-[4-[[2-(1H-unm0a-3-1111)-2-0KCO- | -heHnmI THI |aMuHO |-2-MeTokcudern | -2 -tupponuanaoH (Homep CAS
1011119-79-1);

2-[(1-aneTmn-2,3-nurunpo- 1 H-uanon-5-mr)amuno |- 1-(1 H-uagomn-3-wmr)-2-heHnIm TaHoH;
1-(1H-uap00-3 -11)-2-hernn-2-[ (1 -nmponumn-4-nurnepu IinHIIT )JaMUHO | S TAaHOH;
2-(mmKIroneHTIIaMIHO )- 1 -(1 H-uHm071-3-101) -2 - eHUITI TaHOH;
1-(1H-unnon-3-mn)-2-[(4-metundeHnn)aMruHo |-2-(heHUIII TAHOH;

2-(mmkonpornmiaMuHo )- 1 -(1 H-unmon-3-wmn)-2-heHUIITaHOoH;
2-[(3,4-aurunpo-2H-1-6en3otnonupan-4-ui)amuno |- 1 -(1 H-nanomn-3-min)-2-peHnnsTanoH;
2-[(3,4-aumerokcudennit)amuHo |- 1-(1H-nanomn-3-mn)-2-heHnnsTanoH;
2-3T0KCu-5-[[2-(1H-urm071-3-1m1)-2-0kco- 1 -permm T |amuHo |-N,N-1tuMe THiI0e H30JIC Y Th ()OHAMIT;
6-[[2-(1H-mHmon-3-1m)-2-0kco- 1 -pennmaTni |amuno |-2-metuin-2H-1,4-6en3okcasun-3(4H)-oH;
2-[(3,4-murunpo-2H-1-6en3onmupan-4-min)amMuno |- 1 -(1 H-uamon-3-mn)-2-heHnnsTaHoH;
4-[[2-(1H-nnm0n-3-m)-2-0kco- 1 -heHUII THI |aMIHO |0SH30IaIIe TOHU TP,

1-(1H-uan00-3 -11)-2-[ (4-MeTOKCU(ESHIIT)aMUHO |-2 - eHUITITAHOH;
1-(1H-uan00-3-mm)-2-pennn-2-(1,1 -quokcoTe TparuapoTro G eH-3-MIaMUHO )ITaHOH;
2-[[3-(rumpoxcumetn)der |amuHo |- 1-(1 H-unmon-3-mn)-2-peHmnTaHoH;
2-[(2,3-nurunpo-1,4-6eH301M0KCHH-6-111)aMUHO |- 1 -(1 H-uumo-3 -1mi)-2-hpeHnnsTaHoH;
1-(1H-unn0ma-3-1m)-2-(MopdonmmHo(peHrT)MEeTHIIaMIHO )-2 - eHIUIII TAHOH;
N-[5-[[2-(7-3Tn-1H-unnou-3-n1)-2-0kco- 1 -peHmma T |aMuHo | -2 -Me THII e HIIT |]MeTaHC Y Ib(hOHAMHI T;
N-[5-[[2-(1H-ung01-3-11)-2-0KCO- | ~-DSHMITATHIT |aMUHO |-2-METOKCH(DEHUIT [METAHC Y Th()OHAMIT;
2-[4-[[2-(1H-urp00-3-11)-2-0KCO- | -permmaTmn |amuno | permn|-N,N-tuMme Triane TaMmu/;
4-[[2-(7->Tn- 1 H-uanon-3-mi)-2-okco- 1 -pernmytun JamuHo |- 1, 5-aume Tiin-2 - eHUImmupa3on-3-0H;
4-[[2-(1H-unmon-3-m)-2-0kco- 1 -hpeHnm i |aMuHo |- 1,5 -auMe Tii-2 - e HIIIHUPa3oJi-3-0H;
(25)-2-(1,3-6en30a1M0KCON-5-HIaMuHO )- 1 -(1 H-unm0:1-3-1101)-2- e HIIID TAaHOH;
(25)-2-(2,3-murunpo-1,4-6eH301 HOKCHH-6-n1aMuHO )- 1 -(1 H-urmoun-3-nm)-2-peHuniTanon;
(2S)-2-anmnmmno- 1 -(1H-uamomn-3-un)-2-peHmmI TaHoH;
(2S)-1-(1H-unm07-3-11)-2-(3-METHIaHWITHHO )-2 - S HIIII TAHOH;
(2S)-1-(1H-unnon-3-ui)-2-(3-MeTOKCHAHWINHO )-2-(hCHUIIITAHOH;
(2S)-1-(1H-unnon-3-u1)-2-(4-MEeTUIAHWINHO )-2 - eHUIIITAHOH;
(2S)-1-(1H-unnon-3-ui)-2-(4-MeTOKCHAHNUIINHO )-2-(heHUIIITAHOH;
Metun-4-[[(1S)-2-(1H-urnomn-3-mn)-2-okco- 1 -peHmn T |amuHo |0eH30aT;
(2S)-1-(1H-unnon-3-un)-2-pennn-2-(3,4,5-TpUME TOKCHAHUIIMHO )3 TAHOH;
(25)-2-(4-3TOKCH-3-MeTOKCHaHWINHO)- 1 -(1 H-urn0m-3-101)-2-peHnnaraHoH;
2-[4-[[(1S)-2-(1H-unm01-3-111)-2-0KCO- | - eHUITITHII [aMUHO | pSHHIT |alle TOHU TP,
(2S)-2-(4-bropannnmno)-1-(1 H-urmon-3-mn)-2-peHnn TanoH;

-7 -
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(2R)-2-[(1-ameTnn-2,3-quruaponsaoI-5-mi)amuHo |- 1 -(1 H-unmnomn-3-mn)-2-peHnnITaHos;

(2S)-1-(7-atun-1H-nanon-3-mn)-2-pernn-2-(3,4,5-TpuMeTOKCHaHUIINHO ) STAHOH;

(25)-2-(3,4-murunpo-2H-1,5-6eH30 1nokcenuH-7-unamMuHo )- 1 -(1 H-unmon-3-umn)-2-peHmmI TaHoH;

N-[4-[[(1R)-2-(7-3THn-1H-unm071-3-11)-2-0KC0- | -heHUII THII |aMHHO | eHIIT | D TAHCYTb(POHAMUT;

5-[[(1R)-2-(7-3tHn-1H-unm0mn-3-1m)-2-0kco- 1 -pennmatui|amuno |-3H-1,3-6eH30KCca301-2-0H;

(2R)-2-(4-dbropannnmno)- 1-(1 H-unmon-3-un)-2-peHuII TaHOH;

N-[5-[[(1R)-2-(7-3THn-1H-una07-3-111)-2-0KCO- | -heHUII THI |aMHHO |-2-Me TOKCH (D SHIIT ]METAHC Y JTb-
honamm;

3,4-murunpo-6-[[2-(1H-urnon-3-mn)-2-okco- 1 -permmatun Jamuno |-2(1H)-xuHONMMHOH (HOMEp CAS
1277962-26-1);

2-[(3-(runpoxcumerni)-4-metokcupernia)aMuHo |- 1 -(1 H-numomn-3-mim)-2-peHnnsTanoH;

2-(1,3-6en30a10KCON-5-m1aMuHO)- 1 -(1 H-unmon-3-un)-2-peHnnsTanoH;

1-(7-3tun-1H-ungon-3-ui)-2-[ 3-(ruApOKCUMETHIT)aHUITNHO | -2 -)eHUIIITAHOH;

1-(7-3tun-1H-unnon-3-wum)-2-[3- (FI/I,HpOKCI/IMeTI/IJ'I) 4- MeTOKCI/IaHI/IJ'II/IHO] -2-(heHUIIPTaHOH;
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TJie BOJIHUACTAs TUHUS (~) O3HAYAeT TOUKY NMPHUCOSAMHECHUS K aTOMY yriiepoaa ocCHOBHOH (opmynsl (B) u
r/1e 0003HAYCHHBIE IIUKITHI 3aMEIIICHBI OIHAM, ABYMs MM Tpems Z'%;

R! BbIOpaH n3 C;_7ITUKII0ATKUIIa, apuiia, TeTEPOITUKIIA;

U e yKa3zaHHbIH Cs; 7IIUKI0ANIKHI, apHUI U TETEPOLHKII SBIISTIOTCS HE3aMEIICHHBIMU;

R’ MIpPeCTaBIsAeT COO0H BOIOPOI;

KaxkIbli Z' He3aBHCHMO BHIOPAH 3 IPYIIIBI, COCTOSIICH 3 raloreHa, THAPOKCHIA, cyibriapuna, -OZ%,
-0-C(=0)Z°, =0, -SZ°, =S, -S(=0)Z°, -S(=0),Z’, -S(=0),NZ*Z’, tpuropmerina, TpuhTOPMETOKCH, HHTPO,
NZ'Z’, -NZ'S(=0),Z*>, -NZ'C(=0)Z*, -NZ'C(=0)-0Z°, -NZ'C(=0)NZ'Z’, mmano, -C(=0)Z’, -C(=0)0Z>,
—C(:O)NZ4ZS, -C(=0)H, C,.¢ankmna, rerepoC;_calIKuiIa, apuiia, reTepoIuKiIa U reTepouuki-C_salkuia;

U tae ykazaHHbIH Ci_qanmkmt, TeTepoC|_¢aIKWI, apuil, TETSPOIMKI U reTeponuki-C ¢ aIKII He0OSI3aTeIBHO
3aMEIICHBI OJHUM, TByMS WJIH TPEMs 3aMECTUTEISIMH, BEIOPaHHBIMU U3 THApokcwia, = O, ramoreHa, -SH, =S,
tpudTopmetmia, -OCF;, -O-C(O)Me, mmano, Hutpo, -C(O)OH, -C(O)OC, sankmna, -NH,, -NHCHj;; -N(CHs),,
-NH-C(=0)0O-C,_jankuna; -S(0),C,_jankuna u -O-C,_sankuia;

Kaxbiii Z'* He3aBHCHMO BBEIOpaH W3 TPYIIIBI, COCTOSIIEH U3 TajoreHa, THAPOKCHIIA, CYIbPTHAPHIIA, -07%,
-0-C(=0)Z°, =0, -SZ?, =S, -S(=0)Z?, -S(=0),Z°, -S(=0),NZ'Z°, tpudropmerokcu, Hutpo, -NZ'Z’
NZ'S(=0),Z*, -NZ'C(=0)Z*, -NZ'C(=0)-0Z?>, -NZ'C(=0)NZ'Z°, mumano, -C(=0)Z’, -C(=0)0Z%
—C(:O)NZ4ZS, -C(=0)H, C,.¢anmkuna, retepoC,_sIKIIa, apuia, TeTEPOIHMKIA U TeTeponnki-C _caJIKuia;

U tae ykazaHHbIH Ci_ganmkmi, TeTepoC|_¢aIKWI, apuiI, TETSPOIMKI U reTeponuki-C ¢ aIKII He0OSI3aTeIBHO
3aMEIICHBI OJHUM, ABYMS WJIH TPEeMs 3aMECTHTEISIMH, BEIOpaHHBIMU U3 ruapokcwmia, =0, ramorena, -SH, =S,
tpudropmeruna, -OCF3, -O-C(O)Me, muano, mutpo, -C(O)OH, -C(O)OC, ¢ankuna, -NH,, -NHCH;; -N(CHj),,
-NH-C(=0)0-C,_jankuna; -S(0),C;_sankuna u -O-C;_¢ankuia;

KaxkbIi Z° He3aBHCHUMO BEIOpaH 3 C_¢alIKWIIa, ApHIIa, TeTEPOLMKIIA i reTepolnki-C | ¢aKua;

rre ykazaHHbIH C_¢aJIKWI, apuil, TETEPOLUKI U TeTeporkil-C | (aIKuI HeoO0s3aTeIbHO 3aMeIIeHBl OHUM,
JIBYMSI MJTH TPEMsI 3aMECTHUTEISIMH, BEIOpaHHBIMU U3 TuApokcwia, =0, ramorena, -SH, =S, tpudropmernna, au-
¢dromermna, -O-Cjgankmia, -OCF;, -S(=0),C,, ankuna, mmano, Hutpo, -C(=0)OH, -C(=0)O-C,_jankuna,
-NH, u -N(CHs),, muppouauHmiIa, TUNePUINHIIIA U TATIePa3nHIIIA;

KaXIbIi 7~ He3aBHUCHMO BBIOpaH W3 ruiapokcmna, Cigankuia, apuwia ¥ TeTEepOINKIA; TAC yKa3aHHBIHA
C_¢aIIKWII, apWJI U TETEPOLIUKI He00A3aTEFHO 3aMEIIECHBI OTHIM,

JIBYMSI WJIA TPEMS 3aMECTUTEISIMHU, BIOpaHHBIMU 13 C_gankmia u -N(CHz),;

kaxpiit Z* i Z° HesaBucHMO BBIGpaH u3 Bogopona, C,_¢ankuna, apuna, Cs.; HHKIOANKHIA H TeTepOLMKIIa;

win 1-(uanommH-1-mn)-2-((3-MeTokcnpeHnT)aMruHO )-2-(heHUIITAHOH;

U €T0 CTEPEOU30MEPHI WIIM TAYTOMEPHI WX (hapMaI[CBTHICCKH MTPUEMIIEMBIC COJIH,

IJIc TEPMUH "TeTepoasTKui", UCIIOIB3YEMBIH 3/16Ch, OTHOCUTCS K alIMKITMYECKOMY AJIKHTY, B KOTOPOM OJIMH
WJIA HECKOJBKO aTOMOB yIJIepOa 3aMEHEHBI aTOMOM KHCJIOPOAa, a30Ta WK CEPhI, IPH YCIIOBHUH, YTO YKa3aHHAS
IIETTh MOKET HE COAEPIKaTh IBYX coceTHMX aToMoB O WM IBYX COCEIHHUX aTOMOB S;

rJie TepMUH "TeTeponrkia" 03HavYaeT HACHIIECHHYI0, HEHACBHIIEHHYIO I apOMATHYECKYIO KOJIBIIEBYIO CH-
cremy u3 3-18 aromoB, BKiItoUas 1mo Menbiieit mepe oxud N, O, S win P;

TepMuH "apwi" o3HadaeT apoOMaTHYECKHHA YTIIEBOJAOPOIHBINA paaukanl u3 6-20 aToMoB yrieponaa, obpa3o-
BaHHBIN yAAJICHHEM BOJOPOJIa OT aTOMa YIJiepoja UCXOJHOW apoMaTHYECKON KOJBLIEBONW CUCTEMBI.

IMoapoOHoe packpbiTHe rpaduyecKoro MaTepuaa

Ha ¢urype nokasan rpadpuk Kamanmana-Meiiepa BHpyca JEHTE, BBI3BIBAIOIINI CMEPTHOCTH/IBTAHAZHIO Y
AG129 mpimeit n addexr neuenust npu nmomoun Celgosivir u CPD-242. KpacHast myHKTHpHAS JIMHUS O3HAYaeT
OKOHYAHUC JICUCHHUS.

IMoapoGHoe packpbITHE H300peTeHHs

N3o0peTenne OyneT OMUCAHO 10 OTHOUICHUIO K KOHKPETHBIM BapHaHTaM OCYIICCTBJICHHUsS, HO M300peTe-
HHE HUMH HE OTPaHIYCHO.

[TepBrIii BApHAHT OCYIIECTBICHUS HACTOSIIETO N300PETEHHSI OTHOCUTCS K coeTnHeHUIO (hopMyIthl (B)
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IJIc BOJHUCTAsSI JIMHUSA (~) 0003HAYACT TOUYKY MPUCOCAMHEHUS K KapOOHWITY OCHOBHOU (opmyisl (B), rae

YKa3aHHBIN (parMeHT sSBISCTCS HE3aMCIICHHBIM;
nuki B BeIOpan u3
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TJIC BOJIHUCTAS JTIUHUS () o6o3HaqaeT TOYKY MPHUCOCTUHCHUS K aTOMY yTiieposia OCHOBHOU (opmyis (B)
H TJIe W300pakeHHBIE MKl MOTYT OBITH HEOOS3aTEIBHO 3aMENIEHBI OTHUM, ABYMS WA TpeMs Z

R' BBi6pan u3 Cs_7IlUKI0ATKHIA, APHIIA, TETEPOIINKIIA;

U Tae ykazaHHBIA C;7IMKIOANKUI, apUil U TETEPOLUKI HEOOS3aTeIEHO 3aMEUICHBI OJHUM, TBYMS WJIH
Tpems z'";

R? MpeJICTaBIsIeT COOOH BOJIOPOST;

Kaxbiii Z'* He3aBHCHMO BBIOpaH W3 TPYIIIBI, COCTOSIIEH U3 TajloreHa, THAPOKCHIIA, CYIbPTHAPHIIA, -07%,
-0-C(=0)Z°, =0, -SZ?, =S, -S(=0)Z?, -S(=0),Z°, -S(=0),NZ'Z°, tpudropmerokcu, Hutpo, -NZ'Z’
-NZ*S(=0),Z*, -NZ'C(=0)Z?, -NZ*C(=0)NZ'Z>, muano, -C(=0)Z°, -C(=0)0Z?, -C(=0)NZ'Z’, -C(=O)H, rere-
poC_salTkuma, apuiia, TeTePOIUKIIa U reTeporuki-C _¢amkuma;

U T1¢ yKa3aHHbIH reTepoCi_¢alIKuII, apyj, TeTEPOIIUKIT B reTePOIUKII-Ci_¢alIKMI He00A3aTEIbHO 3aMEIICHBI
OJTHUM, JBYMS WJIHM TPeMs 3aMECTUTEISIMH, BRIOpAaHHBIMH U3 Tuapokcwmna, =0, ramorena, -SH, =S, tpudropme-
tina, -OCF;, -O-C(O)Me, mwmano, Hutpo, -C(O)OH, -C(O)OC, ¢ankuna, -NH,, -NHCH;; -N(CHs),, -NH-
C(=0)0-C,_janmkuna; -S(0),C;_4 ankuna u -O-C;_¢ankuna;

Ka/Ib1il Z'° He3aBHCHMO BBIOPAH M3 IPYIIIBI, COCTOSIIEH W3 raoreHa, THAPOKCHIA, CyIbpruapuna, -OZ%,
-0-C(=0)Z°, =0, -SZ?, =S, -S(=0)Z?, -S(=0),Z°, -S(=0),NZ'Z’,

tpudropmeria, TpupTOpMeToKcH, HuTpo, -NZ'Z®, -NZ'C(=0)NZ'Z’, mmano, -C(=0)Z°, -C(=O)H,
C.¢ankmna, rerepoC_¢aKuia, apuiia ¥ TeTepOITKIIa,;

u rae ykazaHbeli Cjgankwmi, retepoC ¢alIKuil, apiuil U TeTEPOIMKI HEOOsM3aTeIbHO 3aMEIICHBI OIHUM,
JIBYMSI WJIA TPEeMsI 3aMECTHTEIISIMH, BRIOpAaHHBIMY W3 THAPOKCHIIA, TamoreHa, -SH, =S, tpudropmernna, -OCF;,
-O-C(O)Me, mmano, Hutpo, -C(O)OH, -C(0)OC,_sankuna, -NH,, -NHCHj3; -N(CHs),, -NH-C(=0)O-C,_jankuna;
-S(0),C,_4anxmna u -O-C|_sankunia;

KaKbIi Z° He3aBHCHUMO BEIOpaH n3 C_galKHIIa, ApHIIa M TeTePOLKIIA;

‘%
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rie ykazaHHbIH Cj ¢aJIKWI, apiil ¥ TeTePOLMKI HeoOs3aTeIbHO 3aMeIlIeHbl OJHUM, ABYMsSI WIIM TpeMs 3a-
MECTHUTEIISIMU, BEIOpAaHHBIMH W3 THIpokcwia, =0, ramorena, -SH, =S, tpudpropmeruna, nupropmermia, -O-C;.
cankmia, -OCF;, -S(=0),C,_jankuna, muano, HuTpo, -C(=0)OH, -C(=0)0-C,_sankuna, -NH, u -N(CHj3),, miuppo-
JMUIUHAIA, TAICPUANHIIIA U THICpa3nHILIIA,

KaXIbIH Z° He3aBHCHMO BBIOpaH W3 THApOKcHa, C)¢aNKiMia, apuia M TeTepOIMKIA; Ie yKa3aHHbIH
C_6aTIKWII, apuiI ¥ TETEPOITUKI HeOOs3aTeIHHO 3aMEICHBl OAHNAM, IBYMS WM TPeMs 3aMECTHTEIIAMHU, BEIOpaH-
HeiME 13 C|_gankmia u -N(CHj3),;

kax b1l Z' i Z° HezaBHCHMO BBIOpaH U3 Bogopona, Cyqankima, apuia, Cs.; EKI0ATKIIA H FeTepOLHKIIa;

win 1-(1H-urnomn-4-mn)-2-(3-MeTOKCHaHMINHO )-2-(DeHUIITAaHOH;

win 1-(4-u30XuHOINI)-2-(3-METOKCHaHUIINHO )-2-(heHUIIITAHOH;

wm 1-(1H-uanon-3-nm)-2-(3-meTokcu-N-MeTHIaHIITHHO)-2-pEeHUII TAaHOH;

win 3-[[2-(1H-urmon-3-mn)-2-okco- 1 -permmatun|amuno | -N, N-1uMe THI0eH3aM U I,

i 2-[2-pypunmernn (Metui)amuHo |- 1-(1 H-nanon-3-mm)-2-¢pennnaTanon;

win N-[2-(1H-urnon-3-m1)-2-okco- 1 -permmtuin|-2-(aumetunaMuHo )-N-(3-MeTOKCH( SHILT)alle TAMH]T;

1 €T0 CTepEON30MEPHI MIIM TAYyTOMEPHI WX (hapMaIleBTHICCKH ITPUEMIIEMBIE COJIH;

rJie TePMHUH "TeTepoasKII", UCTIONBb3yEeMbIH 3/1€Ch, OTHOCUTCS K allUKIIMIECKOMY aJIKWITY, B KOTOPOM OJIUH
WITA HECKOJIBKO aTOMOB YTIIEpPOa 3aMEHEHBI aTOMOM KHCJIOPOAA, a30Ta WX CEPhI, IPH YCIIOBHH, YTO YKa3aHHAS
IIeTTh MOKET He COAEPIKaTh IBYX coceTHMX aToMoB O WM IBYX COCEIHHUX aTOMOB S;

rJie TepMUH "TeTeponrkia" 03HavYaeT HACHIIECHHYI0, HEHACBHIIEHHYIO I apOMATHYECKYIO KOJIBIIEBYIO CH-
cremy u3 3-18 aromoB, BKiItoUas 1mo MeHbIieit mepe oqud N, O, S win P;

TEepMHUH "apwi1" O3HayaeT apOMAaTUYECKHH YIIICBOAOPOIHBIN pagukan n3 6-20 atomMoB yriepona, o0pa3o-
BaHHBIH yJaJeHUEM BOJOpOJa OT aToMa yIJiepoJia NCXOJHOH apoMaTHYECKOH KOJIBIIEBOW CHCTEMBI, TIPH yCJIO-
BUH, 4TO coeuHeHue GpopmMyisl (B) camo no cebe He npeacrasiseT co0oit

3-(2-(1H-naon-3-min)-2-okco- 1 -pennmmTrnamuno )oensoncynsponamun (Homep CAS 1211427-21-2);

2-(3,4-nurunpo-2H-6en30[b][ 1,4]muokcenun-7-mwiamMuHo)- 1 -(1 H-urmon-3-un)-2-¢penmwmranon  (Ne CAS
1090733-87-1);

1-(1H-urn07-3 -11)-2-heHnn-2-(M-ToaunaMuHo )3TanoH (Homep CAS 1252467-88-1);

2-(4-3Tokcu-3-(ruapokcumeTn)heHnaamMuHo )- 1 -(1 H-urmon-3-ni)-2-peHnm TanoH (HOMED CAS
1241127-58-1);

1-(1H-uan07-3 -11)-2-[(6-MeTOKCH-3 -TTUPUAMHIN ) aMHHO |-2-peHmmTaHoH (Homep CAS 1181884-55-8);

1-(1H-uano0n-3-mm)-2-[(1-meTun- 1 H-nupazon-3-mwr)amuno|-2-pernnstanon (Homep CAS 1134766-19-0);

2-[(3,5-aumeroxcndennin)amuHo |- 1-(1H-unnomn-3-mn)-2-pernmstanon (Homep CAS 1030232-46-2);

1-(1H-unnoa-3-mn)-2-pennn-2-(pernnamuno)atadod (Homep CAS 1030214-83-5);

1-(1H-unnoa-3-mm)-2-[[6-(4-mopdommunn)-3-nupuanHui |amuHo |-2-heruatanon (Homep CAS 1030212-
41-9);

2-(3-(andpropmerokcu)-4-meTokcupeHnIaMuHo)- 1 -(1 H-ungon-3-um)-2-penmnmatraHon (HOMED CAS
1015662-06-2);

1-(1H-unn0n-3-mm)-2-hennn-2-[(3,4,5-tpumerokcud enwn)amuto [dTaHoH (Homep CAS 1014535-82-0);

2-[(4-dbropdennn)amuno |-1-(1H-urmon-3-nn)-2-peranndtanon (Homep CAS 1014493-63-0);

2-[(4-3Tokcu-3-meTokcnudennn)amuHo |- 1 -(1 H-urmon-3-mn)-2-pernmyranon (Homep CAS 1014422-80-0);

1-[4-[[2-(1H-uHm07-3-1111)-2-0KCO- | -heHnmI THI |aMuHO |-2-MeTokcudern |-2-tupponuanaoH (Homep CAS
1011119-79-1);

2-[(1-ameTun-2,3-murunpo- 1 H-unnon-5-un)amuno]- 1 -(1H-urnon-3-un)-2-penmwranon  (aomep  CAS
949443-90-7);

1-(1H-unnon-3-mn)-2-pernn-2-[(1-nponmi-4-nunepuauaui)aMuHo |3TaHoH (Homep CAS 941047-24-1);

2-(umknoneHTHIaMUHO)- 1 -(1 H-urnon-3-ui)-2-denmmaranon (Homep CAS 931079-25-3);

1-(1H-uan0n-3-11)-2-[ (4-MeTmnderun)aMuHo |-2-permmtanod (Homep CAS 931016-79-4);

2-(umknonponuinaMuHo)-1-(1 H-unnon-3-mn)-2-gpermmranon (Homep CAS 931000-99-6);

2-[(3,4-murunpo-2H-1-6en3oTnonupan-4-mn)amuHo |- 1-(1H-uapon-3-un)-2-penmmranon  (Homep CAS
924713-60-0);

2-[(3,4-mumeTtoxcudenmn)amuHo |- 1 -(1 H-uanomn-3-mn)-2-dpenmmranon (Homep CAS 924712-67-4);

2-3710oKCcu-5-[[2-(1 H-uam011-3-11)-2-0KCc0- 1 -penmm T |amuHo |-N,N-mumMeTiiioeH30cynbponamMuy,  (HO-
mep CAS 920883-17-6);

6-[[2-(1H-mamon-3-1m)-2-0kco- 1 -penmmaTrin |amuuo |-2-Metnin-2H-1,4-6en3okcazun-3 (4H)-on (Ne CAS
920834-07-7);

2-[(3,4-aurunpo-2H-1-6en3onupan-4-un)amuno|-1-(1 H-ungon-3-ni)-2-pennnsranon (HOMEDp CAS
920819-87-0);

4-[[2-(1H-uHmon-3-1m)-2-0kco- | -heHmma T |amuHo |oeH3onaneronutpui (Homep CAS 920669-36-9);

1-(1H-uan00-3-11)-2-[ (4-MeTokcud eHm)amMmuHo |-2-permnitanos (Homep CAS 920601-77-0);

1-(1H-unnon-3-mn)-2-pennn-2-(1, 1 -qnokcorerparunpornoden-3-miamuno)atanon (Homep CAS 878619-
92-2);

2-[[3-(rumpoxkcumerrn)pernn |amuHo |- 1 -(1 H-urmon-3-un)-2-peranmtranon (Homep CAS 875166-36-2);
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2-[(2,3-nurunpo-1,4-6eH301uokcuH-6-11)aMuHO |- 1-(1 H-unnon-3-mn)-2-permmranon . (Homep  CAS
874669-99-5);
1-(1H-uan00-3-11)-2-(MopdosmHo ((heHNT)METUIAMIHO )-2-()EeHUITITAHOH;
2-(4-(mumeTrmaMuHO )oeH3MITaMuHO )- 1 -(1 H-uHmou-3-1n)-2-geHnm TaHoH;
1-(1H-uan07-3 -11)-2-(2-METOKCHOCH3 MITaMUHO ) -2 -(D eHUIID TAHOH;
1-(1H-uan00-3 -11)-2-(3-METOKCHOCH3 MITaMUHO ) -2 -(D eHUIII TAHOH;
2-(2-(mumeTrmaMuHO)- 1 -peHnmTrIaMuHO )- 1 -(1 H-uamon-3-un)-2-peHnm TaHoH;
2-(3,4-mumeTtokcudendyTrnaMmuno)- 1 -(1 H-uaaomn-3-mi)-2-heHnmTaHoH;
1-(1H-unnoa-3-mm)-2-(1-(2-MeToKCU(EHMIT)ITHIIAMUHO )-2 -(DHUIIITAHOH;
1-(1H-uan070-3-171)-2-(4-METOKCHOCH3WIAMUHO )-2 - (D eHUIII TAHOH;
2-(6enzunamuno)- 1 -(1 H-unnon-3-um)-2-pennntraHos;
2-[4-[[2-(1H-urn00-3-11)-2-0KCO- 1 -permmTun |amuao | hermn]-N,N-auMeTHaneraMu;
4-[[2-(1H-mHmon-3-1m1)-2-0KC0- | -heHmmI TIII [aMuHO |- 1,5-muMe TrIn-2-(h eHIITTUPa30Ji-3-0H;
(25)-2-(1,3-6en301110KCOIN-5-MaMuHO)- 1 -(1 H-unnom-3-1m)-2-peHnn raHoH;
(25)-2-(2,3-murumpo-1,4-6eH301M0KCHH-6-UIaMuHO )- 1 -(1 H-unmon-3-un)-2-peHnnm TanoH;
(2S)-2-anmnmmno- 1 -(1H-uamon-3-un)-2-peHnmI TaHoH;
(2S)-1-(1H-unm07-3-111)-2-(3-METHIaHWITHHO )-2 - S HIIID TAHOH;
(2S)-1-(1H-unm07-3-111)-2-(3-METOKCHAHUITNHO )-2 - €HUII TAHOH;
(2S)-1-(1H-unm07-3-111)-2-(4-METHIAaHWIHHO )-2 - S HIUII TAHOH;
(2S)-1-(1H-unm07-3-111)-2-(4-METOKCHAHUITNHO )-2 - €HUIAI TAHOH;
Metun-4-[[(1S)-2-(1H-urnomn-3-mn)-2-okco- 1 -peHmn T |amuHo |0eH30aT;
(25)-1-(1H-unnon-3-un)-2-pennn-2-(3,4,5-TpUME TOKCHAHUIIMHO )3 TAHOH;
(25)-2-(4-3TOKCH-3-MeTOKCUaHWINHO)- 1 -(1 H-ur0m-3-101)-2-peHmnaTaHoH;
2-[4-[[(1S)-2-(1H-numon-3-mi)-2-0kco-1 -hpeHnnTrin|aMuHO | peHuT|ale TOHUTPHII;
(2S)-2-(4-dTopanunmno)-1-(1H-uanon-3-nn)-2-peHNITaHOH;
(2R)-2-[(1-aneTmn-2,3-quruaponHa0a-5-mr)amuHo |- 1 -(1 H-uaa071-3-1m1)-2-h e HUII TaHOH;
(25)-2-(3,4-murunpo-2H-1,5-6eH30 1nokcenuH-7-unamMuHo )- 1 -(1 H-unmon-3-uin)-2-peHumI TaHoH;
(2R)-2-(4-dbropannnmno)- 1-(1 H-unmon-3-un)-2-peHuII TaHoH;
3,4-nmurunpo-6-[[2-(1H-unnomn-3-mm)-2-okco- 1 -hernmytun Jamuno |-2( 1 H)-xuHonmmHoH (HOMED CAS
1277962-26-1);
2-[(3-(rumpokcumeTnin)-4-meTokcrdenni)aMuno |- 1 -(1 H-uamomn-3 -mr)-2-heHnI3TaHoH;
2-(1,3-6en30xnokcon-5-miamuno)-1-(1H-namomn-3-mi)-2-h e HNIIITaHOH; M
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/i€ BOJIHUCTAS JTUHUS (~) O3HAYAET TOUKY MPUCOSAMHEHHS K aTOMY yTiiepoaa oCHOBHOH (opmynsl (B) u
T7ie N300paKEHHBIE ITUKIIBI SBIISIOTCS HE3aMEIICHHBIMU;

R! BbIOpaH u3 C;_;,ITUKIOATKII, apyiia, TeTEPOITUKIIA,;

U Tae ykazaHHBIA C;7IUKIOANKUI, apuil U TETEPOLUKI HEOOS3aTeIEHO 3aMEUICHBI OJHUM, TBYMS WJIH
TpeMs z'";

R? MpeJICTaBIsIET COOOH BOJIOPOST;

KaxKIbli Z' He3aBHCHMO BHIOPAH W3 IPYIIIBI, COCTOSIICH 3 raloreHa, THAPOKCHIA, cyibriapuna, -OZ%,
-0-C(=0)Z°, =0, -SZ°, =S, -S(=0)Z°, -S(=0),Z’, -S(=0),NZ*Z’, tpuropmeriia, TpuhTOPMETOKCH, HHTPO,
NZ'Z’, -NZ'S(=0),Z*>, -NZ'C(=0)Z*, -NZ'C(=0)-0Z°, -NZ'C(=0)NZ*Z’, mmano, -C(=0)Z’, -C(=0)0Z>,
—C(:O)NZ4ZS, -C(=0)H, C,.¢anmkuna, retepoC,_sIKIIa, apuia, TeTEPOIHMKIA U TeTeponnki-C _saJIKuia;

u T1e ykazanubli C_qankwi, retepoC ¢alIKuil, apuil, TETEPOIHKIT U TeTepoHKI-C ¢ aTIKAI HE0OSI3aTEIIBHO
3aMeIIeHbl OJTHUM, ABYMsSI WUIM TPEMS 3aMECTHUTEISIMH, BRIOpaHHBIMU W3 THApokcwia, =0, rajoreHa, -SH, =S,
tpudTopmetia, -OCF;, -O-C(O)Me, mmano, autpo, -C(O)OH, -C(O)OC, sankmna, -NH,, -NHCHj3;; -N(CHs),,
-NH-C(=0)0O-C,_jankuna; -S(0),C,_jankuna u -O-C,_sankuina;

KK 7~ HEe3aBUCUMO BBHIOPAH M3 TPYIIBI, COCTOSIICH U3 TajloreHa, THAPOKCHIIA, CYIb(OTHAPHIIA, -07%,
-0-C(=0)Z°, =0, -SZ°, =S, -S(=0)Z°, -S(=0),Z’, -S(=0),NZ*Z’, tpuropmerina, TpuhTOPMETOKCH, HHTPO,
Nz*'Z°, -NZ4C(:O)NZ4ZS, [UAHO, —C(:O)Z3, -C(:O)OZZ, -C(=0O)H, C,.gankmna, rerepoC;_camKuia, apuia 1
TETEPOIUKIIA;

u e ykazaHHbiid Cpgankmi, retepoCi.¢aliKiil, apuil U TETEPOIMKI HEoOsI3aTeIbHO 3aMEIICHBI OJHUM,
JIBYMsI WIIA TPEMS 3aMECTHUTEISIMH, BRIOpAHHBIMHU W3 THIPOKCHUIA, ranoreHa, -SH, =S, tpudropmermna, -OCF;,
-O-C(O)Me, tmano, mutpo, -C(O)OH, -C(0)OC, ¢ankmna, -NH,, -NHCHj;; -N(CHj3;),, -NH-C(=0)O-C,_jankuna;
-S(0),C,_4anxmna, n -O-C_gankuna;

KaKIbI Z° HE3aBHCUMO BBIOpaH u3 C_saJKuiia, apuia, TeTePOIMKIA U TeTepornkil-C _calIKua;

rae yka3zaHHbl C_¢aJIKHUII, apuil, TETEPOIUKI U TeTepOITuKI-C_caJIKIIT HEOOs3aTENbHO 3aMEIIEeHbI OJTHUM,
JIBYMSI MJTH TPEMsI 3aMECTHUTEIISIMH, BEIOpaHHBIMU U3 TuApokcwia, =0, ramorena, -SH, =S, tpudtopmernna, au-
¢ropmernna, -O-Cgankmia, -OCF3, -S(=0),C,4 ankuna, mmano, aurpo, -C(=0O)OH, -C(=0)0-C,_jankuia,
-NH, u -N(CH3;),, nupporunusuia, TMOepUANHIIA U THNCPA3HHIIA,

KaxKIblil Z° HEe3aBHCHMO BHIOpaH M3 THApoKcuia, C,¢alKiia, apiia i reTepoLMKIa; MpHYeM yKa3aHHbI
C/_¢aJIKWII, apWJI ¥ TETEPOIUKI HEOOsI3aTeIbHO 3aMEIICHBI OJHAM, TBYMsI WM TPEMs 3aMECTHTEIISIMU, BEIOpaH-
HbIMU U3 C;_qankuna u -N(CHj3),;

kaxeiit Z* i Z° HesaBucHMO BBIGpaH u3 Bogopona, C, ¢ankumna, apuna, Cs.; HHKIOANKHIA H FeTepOLMKIIa;

wm 1-(1H-uanon-3-nm)-2-(3-meTokcu-N-MeTHIaHUITHHO)-2-pEeHIII TAaHOH;

nu 3-[[2-(1 H-uanon-3-mm)-2-okco- 1 -permm T |amuHo |-N,N-1umMe THIIOeH3aM U,
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i 2-[2-pypunmernn (Metuin)amuHo |- 1-(1H-nanon-3-mm)-2-peHnnsTanoH;
win N-[2-(1H-urnon-3-m1)-2-okco- 1 -permmatun|-2-(aumetunaMuHo )-N-(3-MeToKcu(eHILT) alleTaMuT,
1 €T0 CTePEON30MEPHI WIIM TAYyTOMEPHI WX (papMaIleBTHICCKH TPUEMIIEMBIE COJIH,

rJie TePMHUH "TeTepoasKII", UCTIONb3yEeMbIH 3/1€Ch, OTHOCUTCS K allHKIIUMIECKOMY aJIKWITY, B KOTOPOM OJIUH

WA HECKOJIBKO aTOMOB YTJIEpOAa 3aMCHCHBI aTOMOM KHCJIOPO/J1a, a30Ta WJIN CEPhI, IIPU YCIOBUH, YTO YKa3aHHaA

IIETTh MOKET He COAEPIKaTh IBYX coceTHMX aToMoB O WK IBYX COCEIHHUX aTOMOB S;
IJie TepMUH "TeTeponrki" 03HavYaeT HACHIICHHYI0, HEHACBHIIEHHYIO WM apOMATHYECKYIO KOJIBIIEBYIO CH-
cremy u3 3-18 aromoB, BKiItoUas 1mo Meneiieit mepe oqud N, O, S win P;
TEpMHUH "apwi1" O3HayaeT apOMAaTHYECKUH YTrIICBOAOPOIHBIM pagukan u3 6-20 atomMoB yriepona, o0pa3o-
BaHHBIN yZaJeHHEM BOAOpO/a OT aToMa YIiepoja HCXOMHONH apoMaTHIECKOH KOJIBIIEBOM CHCTEMBI,

TIPU YCIIOBUH, 4TO coenuHenue ¢popmyisl (B) camo no cebe He npezncrasisieT co6o0i
N-(5-(2-(7-atmn-1H-nnnon-3-mi)-2-0kco- 1 - e HUII THITIAMHUHO ) -2 -METOKCU(EHUIT )METaHCYIb () OHAMHU T,
3-(2-(1H-namon-3-mi)-2-0Kco- 1 -heHMIP THITAMHHO ) 0EH30JICY b OHAMHLT;
2-(3,4-nqurunpo-2H-6en30[b][ 1,4]muokcenun-7-wnaMuHo)- 1 -(1 H-urmom-3-1m1)-2 - eHIIII TaHOH;
1-(7-3tun-1H-uagon-3-mm)-2-[(1-meTwun- 1 H-mupazon-3-mr)amMmuHo |-2 - eHUII TaHOH;
1-(7-3tun-1H-uagon-3-mn)-2-bennn-2-[(3,4,5-TpuMeTOKCHU (D EHUIT)aMUHO | S TAaHOH;
2-[(1-aneTmn-2,3-nurunpo-1 H-uanon-5-nm)amuno]-1-(7-3tun- 1 H-uapomn-3-mm)-2-heHnI3 TaHoH;
3,4-nmurunpo-6-[[2-(1H-unnoma-3-mm)-2-okco- 1 -pernmytun Jamuno |-2(1 H)-xuHONIHMHOH;
1-(1H-uap01-3 -11)-2-(heHN -2 -(M-TOJTUITAMHIHO ) 3TAHOH;
2-(4-3ToKCcHu-3-(ruapokcuMeTn)heHnIamMuHo )- 1 -(1 H-uamo-3-un)-2-GeHmm TaHo H;
2-[(1-aueTnn-4-nunepuanHt)aMuHo |- 1-(1 H-uanon-3-nn)-2-pennnstanon;
-1-(1H-nnon-3-nm)-2-[(6-MeTOKCH-3 -ITMPUANHII )aMHHO |-2-(h eHUII TAaHOH;
1-(1H-uap0n-3-m1)-2-[(1-meTun- 1 H-nupazomn-3-min)aMuHo |-2-heHUIII TaHOH;
2-[(3,5-aumerokcudenni)amuHo |- 1-(1H-nanoma-3-mn)-2-peHnnsTanoH;
1-(1H-unn0a-3-mn)-2-pennn-2-((heHnIaMinHo )3TaHOH;

1-(1H-urn07-3 -11)-2-[ [ 6-(4-MOp D OTMHII) -3 -THPUAXHII | AMHHO | -2 - HIIIDTAHOH;
2-(3-(mudTopmeTokcu)-4-MeTokcupeHmTaMuHO )- 1 -(1 H-uamon-3-mm)-2-heHnni TanoH;
1-(1H-uan00-3-mm)-2-hennn-2-[(3,4,5-TpuMeToKCH(EHUIT )aMAHO |9 TAaHOH;
2-[(4-dbropdennn)amuno |-1-(1H-urmon-3-nm)-2-GeHnni TaHoH;
2-[(4-3ToKcH-3-MeTokcupennn )aMuHo |- 1 -(1 H-uamom-3-11)-2-heHu3 TaHoH;

1-[4-[[2-(1H-uHm07-3-1111)-2-0KCO- | -heHnm THI |aMuHO |-2-MeTokcuderm |-2-upponuanaoH (Homep CAS
1011119-79-1);

2-[(1-ameTun-2,3-muruapo- 1 H-uapon-5-mn)amuno |- 1 -(1 H-ur0m-3-m)-2 -peHmI TaHoH;
1-(1H-unnon-3-mn)-2-pernn-2-[(1-nponui-4-nunepuinHII)aMHHO |3 TAaHOH;
2-(mmKIroneHTHIaMIHO )- 1 -(1 H-uH1071-3-101) -2 - eHUITI TaHOH;
1-(1H-unnon-3-mn)-2-[(4-metundeHnn)aMruHo |-2-(heHUIII TaHOH;

2-(mmkronpornmiaMuHo )- 1 -(1 H-unmon-3-wmn)-2-heHUIITaHOH;
2-[(3,4-murunpo-2H-1-6en3oTuonupan-4-wmn)amuHo |- 1-(1 H-unmom-3-wm)-2- e Hmm TaHoH;
2-[(3,4-mumeToxcudenmn)amuHo |- 1 -(1 H-uan0m1-3-1m1)-2 -heHnII TaHOH;

2-310oKCcHu-5-[[2-(1 H-uHm01-3-11)-2-0KCc0- 1 -peHmm T |aMmuHO | -N,N-TiMe THIIO € H30JIC Y Ib () OHAMUT;
6-[[2-(1H-mHmon-3-1m)-2-0kco- 1 -pennmatni |amuno |-2-metun-2H-1,4-6en3okcasun-3(4H)-oH;
2-[(3,4-murunpo-2H-1-6en3onupan-4-min)amMuHo |- 1 -(1 H-uamon-3-mn)-2-heHnniTaHoH;
4-[[2-(1H-uHm0n-3-1111)-2-0KCO0- | - eHIITITHIT |aMIHO |OSH30JIaIIe TOHU TP,

1-(1H-unn0ma-3-1m)-2-[ (4-MeToKcu(eHm)aMuHO | -2 - eHUIIITAHOH;
1-(1H-unnon-3-un)-2-pennn-2-(1,1-anoxcoreTparuipoTHodeH-3-nIaMHHO )3 TAaHOH;
2-[[3-(rumpoxcumetn)der |amuHo |- 1-(1 H-unmon-3-mn)-2-peHmnTaHoH;
2-[(2,3-nurunpo-1,4-6eH301M0KCHH-6-111)aMUHO |- 1 -(1 H-unmon-3 -min)-2-heHnnsTaHoH;
1-(1H-unn0a-3-mm)-2-(MopdonmmHo(peHnT)MEeTHIIAMIHO ) -2 - eHIUIII TAHOH;
N-[5-[[2-(7-2Tun-1H-unm0m-3-11)-2-0kc0o- | -heHMI THIT [aMUHO | -2 -Me THID S HIIT [METAaHC Y TH(h OHAMHT;
N-[5-[[2-(1H-mHm01-3-131)-2-0KCO- | -heHUIITHI |aMUHO | -2-MeTOKCH (D EHUIT [METaHC YL (D OHAMHUT;
2-[4-[[2-(1H-unmon-3-mn)-2-okco- 1 -pernmyTrn Jamuno | permn|-N,N-1umMe THiiane TaMuI,
4-[[2-(7->Trn- 1 H-unap0mn-3-mi)-2-okco- 1 -hernmy i JamuHo |- 1, 5-aume Tiin-2 - eHuImmupa3on-3-0H;
4-[[2-(1H-unmon-3-wm)-2-okco- 1 -hpeHnm v |aMuHo |- 1,5 -auMe -2 -h e HIIIHUpa3oii-3-0H;
(25)-2-(1,3-6en30a1M0KCON-5-HIaMuHO)- 1 -(1 H-unm0:1-3-1101)-2- e HIIII TAaHOH;
(25)-2-(2,3-guruapo-1,4-6en301 HOKCUH-6-MaMuHO)- 1 -(1H-urn0:1-3 -1im)-2 -peHmn TaHoH;
(2S)-2-anununo-1-(1H-unnomn-3-m)-2-heHnnsTaHoH;
(2S)-1-(1H-unnon-3-u1)-2-(3-MEeTHIAHWINHO )-2 - CHUIIITAHOH;
(2S)-1-(1H-unnon-3-ui)-2-(3-MeTOKCHAHWIINHO )-2-(heHUIIITAHOH;
(2S)-1-(1H-unnon-3-ui)-2-(4-MeTHIAHWINHO )-2 - CHUITITAHOH;
(2S)-1-(1H-unnon-3-ui)-2-(4-MeTOKCHAHWINHO )-2-(heHUIIITAHOH;
metin-4-[[(1S)-2-(1H-unm0ma-3-m)-2-0kco- 1 -peHnma T JamuHo |6eH304aT;
(25)-1-(1H-unm0m1-3-1n)-2-penmn-2-(3,4,5-TpuMe TOKCHaHHUIIUHO )3 TAHOH;
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(25)-2-(4-3TOKCH-3-METOKCUaHWINHO)- 1 -(1 H-uHn0m-3-101)-2-peHunaraHoH;
2-[4-[[(1S)-2-(1H-numon-3-mi)-2-0kco- 1 -heHMIITHI |aMUHO | (e HIIT |HE TOHU TPHIT;
(2S)-2-(4-bropannnmno)- 1 -(1 H-urmon-3-mn)-2-peHnn TanoH;
(2R)-2-[(1-aneTmn-2,3-quruaponHa0a-5-mn)amuHo |- 1 -(1 H-uaa071-3-11)-2 -G e HUII TaHOH;
(2S)-1-(7-otun-1H-unnomn-3-mn)-2-bpeamn-2-(3,4,5-TpuMETOKCHAaHWIIMHO ) 3 TAaHOH;
(25)-2-(3,4-murunpo-2H-1,5-6eH30 1nokcenuH-7-unamMuHo )- 1 -(1 H-unmon-3-uin)-2-peHumI TaHoH;
N-[4-[[(1R)-2-(7-3THn-1H-unm071-3-11)-2-0KCO- | - eHUII THII |aMHHO | eHIIT |3 TAHCYTb(POHAMUT;
-[[(1R)-2-(7-3Tun-1H-uanon-3-mm)-2-okco- 1 -permm T |amuHo ]-3H-1,3-6eH30KCca301-2-0H;
(2R)-2-(4-dbropanunmno)-1-(1H-uanon-3-mi)-2-heHUI3TaHOH;
N-[5-[[(1R)-2-(7-3Tun-1H-unm01-3-m1)-2-0KC0- | -heHUIITHI |aMUHO |-2-MeTOKCH(EHUIT |METaHCYTb(]-

OHAMMJT;
3,4-murunpo-6-[[2-(1H-urnon-3-mn)-2-okco- 1 -permmatun Jamuno |-2(1H)-xuHONMMHOH (HOMEp CAS

1277962-26-1);
2-[(3-(runpoxcumerni)-4-metokcupernia)aMuHo |- 1 -(1 H-nunomn-3-mm)-2-peHnnstanoH;
2-(1,3-6en30u0Kcomn-5-unamuno)- 1 -(1 H-uagon-3-mr)-2-¢heHnmTaHoH;
1-(7-3tun-1H-uanon-3-mm)-2-[ 3-(ruapoKCUMETH ) aHUITHHO |-2 - €HUITITAHOH;
1-(7-3tun-1H-uapon-3-mm)-2-[ 3-(ruapokcuMeTn ) -4-Me TOKCHAaHMITHHO | -2- (e HIIID TAHOH;

Et H
NS o Pn i
(1§, 70 Ll 7@
unm

CornacHo TpeTbeMy BapUaHTy OCYIIECTBICHUS COCUHEHUS XapaKTepU3y0TCs CIpyKTypHoﬁ ¢dopmymoii (B)

-
)|(i7/ \)l(ig-/xm\:)f N\R2
X8 . X'A\ . 'X2
b b ®)
rae GpparMeHT
P
s

BBIOpaH U3

H
b, b
©§Qm@© \&@é@ﬁ
g HN_-~¢ H N

03Ha4YaeT TOUYKY HpI/ICOGIII/IHeHI/IH K KapOOHWIY ocHOBHOW (hopmyinbl (B); mpuuem yka3aHHBIH QparMeHT
3aMeIIeH OJXHUM WK AByMs Z'; ks B Beibpan u3 rz[e BOJTHHUCTAS JINHUS (- )

N =

O Q Q OO C C 3.

/ N 2N \ S

A A \) N

S //\NH = /N\NH NH o /N\ /O

@Qv Q o Qo@@
AR S S AT O S AR SR A
& “ Z

o s A A Q N:\)O EQ

| NS TNT N g

NN s T L ST ST S
Y 7 ik e i v Bt R
s h,



040588

z

N
~
=

/i€ BOJHUCTAS JTUHUS (.. ) O3HAYAET TOUKY MPUCOSAMHEHHS K aTOMY yTiiepoaa ocHOBHOH (opmynsl (B) u
r/1e 0003HAYCHHBIC IIUKITHI 3aMEIIICHBI OHAM, ABYMs MM Tpems Z'%;

R! BbIOpaH n3 C;_7IIUKII0ATKUIIa, apuiia, TeTEPOITUKIIA;

U rae yKa3aHHbIH Cs; 7IUKI0ANIKHI, P U TETEPOLHKII SIBIITIOTCS HE3aMeIIeHHBIMU;

R’ MIpeCTaBIsAeT COO0H BOIOPOI;

KaxKblil Z' He3aBHCHMO BBIOpaH M3 TPYMIIBI, COCTOAIIECH U3 TaJloTeHa, THAPOKCUIIA, CYIb(THIPHIA, -07%,
-0-C(=0)Z°, =0, -SZ°, =S, -S(=0)Z°, -S(=0),Z’, -S(=0),NZ*Z’, tpudropmerina, TpuhTOPMETOKCH, HHTPO,
NZ'Z’, -NZ'S(=0),Z*>, -NZ'C(=0)Z*, -NZ'C(=0)-0Z°, -NZ'C(=0)NZ'Z’, mmano, -C(=0)Z’, -C(=0)0Z>,
—C(:O)NZ4ZS, -C(=0)H, C,.¢ankmna, rerepoC;_calIKuiIa, apuiia, reTepoLuKiIa U reTepouuki-C_salikuia;

u tae ykazaHHbIH Ci_qanmkmi, TeTepoC_¢aIKWI, apuil, TETEPOIMKI U reTeponuki-C ¢ aIKII He0OSI3aTeIBHO
3aMEIICHBI OJHUM, JABYMS WJIH TPEeMs 3aMECTHTEISIMH, BEIOpaHHBIMU U3 ruapokcmia, =0, ramorena, -SH, =S,
tpudTopmeTmia, -OCF;, -O-C(O)Me, mmano, autpo, -C(O)OH, -C(O)OC, sankmna, -NH,, -NHCHj;; -N(CHs),,
-NH-C(=0)0O-C,_jankuna; -S(0),C,_jankuna u -O-C,_sankuia;

Ka)XAbIi Z " HE3aBUCHMO BBIOPAH M3 IPYIIIBI, COCTOSIIEN U3 TaloreHa, TMAPOKCHIA, Cyab(pruapuia, -07%,
-0-C(=0)Z°, =0, -SZ?, =S, -S(=0)Z?, -S(=0),Z°, -S(=0),NZ'Z°, tpudropmerokcu, Hutpo, -NZ'Z’
NZ'S(=0),Z*, -NZ'C(=0)Z*, -NZ'C(=0)-0Z?>, -NZ'C(=0)NZ'Z°, mumano, -C(=0)Z’, -C(=0)0Z%
—C(:O)NZ4ZS, -C(=0)H, C,.¢anmkuna, retepoC,_sIKIIa, apuia, TeTEPOIHMKIA U TeTeponnki-C _saJIKua;

U tae ykazaHHbIN Ci_qaimkmt, TeTepoC|_¢aIKWI, apuil, TETSPOIMKI U reTeponuki-C ¢ aIKII He0O0SI3aTeIBHO
3aMEIICHBI OJHUM, ABYMS WJIH TPEeMs 3aMECTHTEISIMH, BEIOpaHHBIMU U3 ruapokcwmia, =0, ramorena, -SH, =S,
tpudropmeruna, -OCF;, -O-C(O)Me, muano, autpo, -C(O)OH, -C(O)OC, ¢ankuna, -NH,, -NHCH;; -N(CHj),,
-NH-C(=0)0-C,_jankuna; -S(0),C;_sankuna u -O-C;_¢ankuia;

KXl Z~ He3aBUCHMO BBIOpaH u3 Ci_¢alIKWIIa, apuiia, FeTePOLUKIa U reTeponuki-C_¢allKuia;

rie ykazaHHbIN C_gaJIKII, apuII, TETEPOLUKIT U TeTepOoIKI-C  (adKUII Heo0sA3aTeIFHO 3aMCIICHBI OTHUM,
JIBYMSI MJTH TPEMsI 3aMECTHUTEIISIMH, BEIOpaHHBIMU U3 TuApokcwia, =0, ramorena, -SH, =S, tpudropmernna, au-
¢romermna, -O-Cjgankmia, -OCF;, -S(=0),C,ankmna, 1mumano, Hurpo, -C(=0)OH, -C(=0)0-C,jankmia,
-NH, u -N(CHs),, muppouauHmIa, TUTIEPUINHIIIA U TAIIEPa3nHIIIA;

KaX/IbI Z° He3aBHCHMO BBIOpaH W3 THApOKcHIa, C)¢aNKiMia, apuia M TeTepOIMKIA; Ie yKa3aHHbIH
C/_6aTIKWII, apyJI ¥ TETEPOITUKI HEOOs3aTeIFHO 3aMEICHBl OMHNAM, IBYMS WIIM TPEMs 3aMECTHTEIIIMHU, BEIOpaH-
HbIMU U3 C;_qankuna u -N(CHj3),;

kaxpii Z* i Z° HesaBucHMO BBIGpaH u3 Bogopoaa, C,_¢ankuna, apuna, Cs.; HHKIOANKHIA H FeTepOLMKIa;

win 1-(uanonmH-1-mn)-2-((3-MeTokcnpeHnT) aMUHO)-2-PEHUIIITAHOH;

U €T0 CTEPEOU30MEPHI WIIM TAYTOMEPHI WX (hapMaI[CBTHICCKH ITPUEMIIEMBIC COJIH;

IJIc TEPMUH "TeTepoasKui", UCIIOIB3YEMBIH 3/16Ch, OTHOCUTCS K alIMKITMYECKOMY AJIKHIITY, B KOTOPOM OJIMH
WIIA HECKOJIBKO aTOMOB yIJIepOa 3aMEHEHBI aTOMOM KHCJIOPOAa, a30Ta WK CEPhI, IPH YCIIOBHUH, YTO YKa3aHHAS
IIeTTh MOKET He COAEPIKaTh IBYX coceTHMX aToMoB O WM IBYX COCEIHHUX aTOMOB S;

rJie TepMUH "TeTeponrkia" 03Ha4YaeT HACHIIICHHYIO, HEHACBHIIEHHYIO I apOMATHYECKYIO KOJIBIIEBYIO CH-
cremy u3 3-18 aromoB, BKiItoUas 1mo Mensieit mepe oqud N, O, S win P;

TepMuH "apwi" o3HadaeT apoOMaTHYECKHUHA YTIIEBOJAOPOIHBIA paaukanl u3 6-20 aToMoB yrieponaa, odpa3o-
BaHHBIN yAAJICHHEM BOJOPO/Ia OT aTOMa YIJiepoja UCXOJHOW apoMaTHYECKON KOJbLIEBOW CUCTEMBI.

CornacHO 4eTBEPTOMY BapHAHTy OCYIIECTBICHHSA HACTOAIIEe N300pPETCHHE OTHOCUTCA K COSIMHEHUIO CO-
TJIACHO TIEPBOMY BapHaHTy OCYIICCTBIICHUS, TIE

Kak/blil Z'* He3aBHCHMO BBIOPAH M3 IPYIIIBI, COCTOSIIEH M3 ranoreHa, rumpokcuia, -OZ%, -0-C(=0)Z’,
=0, -S(=0),Z’, -S(=0),NZ'Z’, tpudropmeroxcu, -NZ'Z>, -NZ*'C(=0)Z?, -NZ'C(=0)-0Z?, muano, -C(=0)Z°,
—C(:O)OZZ, —C(:O)NZ4ZS, retepoC,_saJIKuiia, apuia, TeTepoLMKIIa U TeTepoUuuki-C,_calKkuia;
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U TJIe YKa3aHHBI apiil U TeTePOLUKI HEOOsI3aTeIbHO 3aMEIICHBI OJTHIM, BYMsSI WJIM TPEMs 3aMECTUTEIS-
MU, BeIOpaHHBIMU U3 ruapokcmia, =0, -O-C(O)Me, muano, -C(O)OH, -C(O)OC, ¢ankuna, -NH,, -NHCH;;
-N(CHs;),, -NH-C(=0)0O-C_jankuna; -S(0),C,_sankuna u -O-C_gankuna;

kaxeri Z'® He3aBHCHMO BBIGPAH M3 TPYIIIBL, COCTOSIIEH M3 TaloreHa, ruapokcmna, -OZ°, -0-C(=0)Z°,
=0, -S(:O)ZZ3 R -S(:O)ZNZ“Z5 , TpuTopMeTHIIa, TPUPTOPMETOKCH, NZ'7° , IMaHO, -C(:O)Z3, C|_¢alIKuIa, reTe-
poC|_¢alTkuma, apuiia ¥ TeTePOINKIIA;

U rae yka3zaHHblid C_¢alIKHJI, apyiil U TETEPOITUKI Heo0s3aTeNIbHO 3aMEIICHBI OJHUM, IBYMS MM TPEeMs 3a-
MECTUTEIISIMU, BBIOpaHHBIMH U3 Tuapokcuia, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC,¢anmkmma, -NH,,
-NHCHj3;; -N(CH3;),, -NH-C(=0)0-C;_jankuna; -S(0),C;_4 sankmna u -O-C;_camkmna;

KasKIblil Z* He3aBUCHMO BbIOpaH U3 C|_¢aJKWiia 1 apuia;

rae ykasaHHbIi C| ¢aJIKHI ¥ apiil HEOOS3aTeIbHO 3aMCIICHBI OJTHUM, ABYMS WA TPEMs 3aMECTUTCIISIMU,
BHIODaHHBIMH W3 TUAPOKCHIA, TajoreHa, mudptopmerwna, -O-Ci¢ ankwmma, -S(=0),C;jankuma, -C(=0)OH,
-C(=0)0-C,_jankuna, -NH, u -N(CH3),, muppouANHWIIA, TUIICPUMHIIA U ITHIICPa3HHIIIA;

KaKbIi Z° He3aBHCHMO BBIOPAH 3 ruapokcuia, C.qalkiia i TeTepOLHKIa;

rae ykazaHHbll C|.¢alIKAI U TETEPOIMKI He00A3aTeIbHO 3aMENICHbI OJTHUM, ABYMsI WUIH TPEMS 3aMECTHTE-
nsimu, BeIOpaHHbIME 13 C|_sankuiia u -N(CHj3),;

kaxeii Z' u Z° HesaBucHMO BBIOpaH U3 Bogopona, C,sankia u Cs 7IHKIOANKHIIA; H €T0 CTEPEOH30MEpb
WM TayTOMEphl WM (papMareBTHIECKH mpreMiieMbie coiau. CorjlacHO MSITOMY BapWaHTy OCYIICCTBIICHHUS Ha-
cTosiee N300peTeHNEe OTHOCUTCS K COSTUHEHHIO COTJIACHO BTOPOMY BapHUaHTy OCYIIECTBIICHUS, TIe

KaxIbli Z' He3aBHCHMO BBIOPAH M3 TPYIINIBI, COCTOSIIEH W3 TaloreHa, ruapokcwia, -0Z2, -O-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ*Z’, tpudropmernuna, tpubropmeroxcu, -NZ*Z°, -NZ*'C(=0)Z*, -NZ'C(=0)-0Z?,
[UaHO, -C(:O)Z3, —C(:O)OZZ, —C(:O)NZ4ZS, C¢ankuna, retepoC, ¢aikuia, apuia, TeTepoLUrKia U TeTepo-
nuki-Ci_gaJKumia;

U r7ie yKa3aHHbIH Ci_¢alIKWI, apyiil ¥ TeTEPOIMKII He00A3aTEIFHO 3aMEIICHBI OJTHIM, TBYMS HJIH TPEMs 3a-
MECTHUTEIISIMHU, BBIOpaHHBIMU U3 ruapokcuia, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC, ¢ankmna, -NH,,
-NHCHj3;; -N(CHy),, -NH-C(=0)0O-C,_jankuna; -S(0),C, 4 ankuna u -O-C,_¢ankuna;

kaxerii Z'® He3aBHCHMO BBIGPAH M3 TPYIIIBL, COCTOSIICH M3 TaloreHa, ruapokcuna, -OZ°, -0-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ*Z’, tpudropmernna, tpudropmerokcu, -NZ*Z°, mmano, -C(=0)Z°, -C(=0)0Z>,
C.¢ankmna, rerepoC_¢alKuia, apuiia ¥ TeTepOIUKIIa,;

U rae yka3zaHHblid C_¢aJIKHJI, apyiil U TETEPOITUKI He00s3aTeTbHO 3aMEIICHBI OJHUM, IBYMS WM TPEeMs 3a-
MECTUTEIISIMU, BBIOpaHHBIMH U3 ruapokcuia, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC,¢anmkmma, -NH,,
-NHCHj3;; -N(CH3;),, -NH-C(=0)0-C,_¢ankuna; -S(0),C;_4 amkmna u -O-C;_sankuna;

Kaxaelii Z° HesaBHCHMO BbIOpaH 3 C|¢alKiHma, apuia M reTepolnki-C, ¢aNKuma, rae yKa3aHHbI
C/_6aJIKIT U apiil HeoOs3aTeIBHO 3aMEIICHBI OJTHUM, IBYMSI WJIH TPEMs 3aMECTHTCIISIMU, BRIOPAHHBIMH U3 THJI-
pokcuia, rajoreHa, audropmermna, -O-Ci¢ ankmia, -S(=0),Cankuna, -C(=0)OH, -C(=0)O-C,jankmia,
-NH,, -N(CH3;),, nupponuuHuia, TUIepuIuHIIIA U TUIIepa3UHIIIA;

KXl Z~ HE3aBUCHMO BBIOpaH M3 THAPOKCHIIA, Ci_¢alIKHIIa U TeTEPOIIHNKIIA;

rae ykazaHHbll C|.¢alIKUI U TETEPOIMKI He00A3aTeIbHO 3aMENICHbI OJTHUM, ABYMsI WIIH TPEMS 3aMECTHTE-
nsimu, BeIOpaHHbIME 13 C|_sankuiia u -N(CHj3),;

kaxnpii Z* u Z° HeszaBucumo BBIOpaH u3 Bogopona, Canmkuna u Cssauknoankmia. CorjlacHO MIECTOMY
BapUaHTY OCYIIECTBICHUS HACTOSIIEee M300pPETCHHE OTHOCUTCS K COSAMHECHUIO COTJIACHO TPEThEeMY BapHaHTY
OCYIIIECTBIICHUS, TIe

KaX[Iblil Z' He3aBHCHMO BBIOPAH M3 TPYIIEL, COCTOsAMmeH M3 ranoresa, ruapokcuna, -0Z% -0-C(=0)Z’,
=0, -S(=0),Z°, -S(=0),NZ*Z’, tpudropmernna, tpubropmeroxcu, -NZ*Z°, -NZ*'C(=0)Z*, -NZ'C(=0)-0Z?,
LUAHO, —C(:O)Z3, —C(:O)OZZ, -C(:O)NZ4ZS, C.¢ ankuna, rerepoC ¢ajKuia, apuia, reTepoLHUKiIa U TeTepo-
nuki-Ci_galKumia;

U T7ie yKa3aHHbIH Ci_¢alIKWI, apyiil ¥ TeTEPOIHMKII He00sA3aTEIFHO 3aMEIICHBI OJTHIM, TBYMS HJIH TPEMs 3a-
MECTHUTEIIIMHU, BBIOpaHHBIMU U3 ruapokcuia, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC, ¢ankmna, -NH,,
-NHCHj3;; -N(CHs),, -NH-C(=0)0-C,_jankuna; -S(0),C,_4 ankuna u -O-C|_ankuna;

KaxkIbli Z'" He3aBHCHMO BBIGPAH M3 TPYIIIBI, COCTOSIIEH W3 TaloreHa, ruapokcuma, -OZ°, -0-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ'Z’, tpudropmerokcn, -NZ'Z’, -NZ*'C(=0)-0Z?, umano, -C(=0)Z°, -C(=0)0Z>,
C.sankmna, rerepoC_salKkuia, apuia, TeTeporrKiIa U reTeportukia-C _¢amkua;

U rae yka3zaHHbld C_¢aJIKHJI, apyiil U TETEPOITUKI Heo0s3aTeIbHO 3aMEIICHBI OJHUM, IBYMS MM TPEeMs 3a-
MECTUTEIISIMU, BBIOpaHHBIMH U3 ruapokcuia, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC,¢amkmma, -NH,,
-NHCHj3;; -N(CH3;),, -NH-C(=0)0-C,_jankuna; -S(0),C;_4 amkuna u -O-C_sankuna;

Kaxaelii Z° HesaBHCHMO BhIOpaH 3 C|¢alKiMma, apuia M reTepoinki-C, ¢aNKuma, rae yKa3aHHbIH
C/_¢aJTKWJI U apyIT HEOOI3aTEIFHO 3aMEIIECHBI OJJHUM, IBYMSI FJIH

TpeMs. 3aMECTUTCIISIMH, BBIOpaHHBIMH W3 THAPOKCWIA, ranoreHa, mudprtopmermna, -O-Ci4 anxuia,
-S(=0),C, 4ankmna, -C(=0)OH, -C(=0)0-C,_jankuna, -NH,, -N(CH3;),, nupponmuauauia, MUICPUANHIIA U TTH-
Nepa3uHUIIA;

KaKbIi Z° He3aBHCHMO BBIOPAH 13 ruapokcria, C alKiila i TeTePOLHKIA;

rae ykazaHHbll C|_¢alIKUI U TETEPOIMKIT He00A3aTeIbHO 3aMENICHbI OJTHUM, ABYMsI WIIH TPEMS 3aMECTHTE-
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nsivu, BIOpaHHBIMEU U3 C_gankuia u -N(CHjz),;
kaxapiii Z* u Z° HesaBHCHMO BBIOpaH u3 Bomopona, Ciqankmwia u C;_;imkinoankuia. CoriiacHO CeIEMOMY
BapUaHTY OCYIIECTBICHUS HACTOSIIEe M300pPETEHHE OTHOCHUTCS K COSIMHEHHIO COTJIACHO TEPBOMY BapHAHTY

OCYILIECTBIICHHSI, B KOTOPOM (pparmeHT
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Z'® BBIGpaH W3 TPYIIIBI, COCTOAIICH M3 ranoreHa, ruapokenia, -0Z%, =0, -S(=0),Z°, -S(=0),NZ*Z’, tpud-
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TOPMETHIIA, TPUPTOPMETOKCH, -NZ4ZS, LHaHo, —C(:O)Z3, C¢aJKuia, apuiia U reTepolKIa;

U r7ie yKa3aHHbBIH C_¢alIKWI, apyiil ¥ TeTEPOIMKII He00A3aTEIFHO 3aMEIICHBI OJTHIM, TBYMS HJIH TPEMs 3a-
MECTHUTEIISIMHU, BBIOpaHHBIMU U3 ruapokcuia, -O-C(O)Me, nmuano, -C(O)OH, -NHCHj3;; -N(CHs),, -S(0),C_san-
kuna u -0-C,_qankuna;

R’ MIpPeCTaBIsAeT COO0H BOIOPOI;

KaxkIeli Z'" He3aBHCHMO BBIOPAH M3 TPYIIIBI, COCTOSIIEH W3 TaloreHa, ruapokcuma, -0OZ2, -O-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ'Z°, tpudropmerokcu, -NZ'Z°, -NZ'C(=0)Z*, umamno, -C(=0)Z’, -C(=0)0Z?,
—C(:O)NZ4ZS, retepoC_caJIKWIIa, apriia, TETePOIMKIIA U TeTeponKi-C _caJIKHIIa;

IJIc YKa3aHHBIH apyil M TETEPOLUKIT He0O0s3aTeIEHO 3aMEIICHBI OJTHUM, TBYMsI FITH TPEMS 3aMECTHUTCIISIMH,
BBIOpaHHBIMU u3 ruapokcmwia, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC,¢ankmma, -NH,, -NHCH;;
-N(CHj3),, -NH-C(=0)0-C,_sankuna, Mmopdonuauia, -S(0),C;_sankmna u -O-C;_¢ankuna;

7° He3aBHCHMO BEIOpaH 3 C_¢alIKHIa ¥ apHiIa;

rae ykasaHHbIH C| ¢aJIKHI ¥ apiil HEOOS3aTeIbHO 3aMCIICHBI OJTHHM, ABYMS WA TPEMs 3aMECTUTCIISIMU,
BBIODaHHBIMH W3 TUAPOKCHIA, TajoreHa, mudptopmerwia, -O-Ci¢ ankmma, -S(=0),C; ankuma, -C(=0)OH,
-C(=0)0-C,_janmkuna, -NH, u -N(CH3),, nupponuanauia, MAMEPUANHIAIA U TATICPa3HHIIIA;

Z° HesaBucHMO BBIOpaH 13 rHApokcnia, C ¢alKiia U TeTepOLHKIIa;

rae ykazaHHbIl C|.¢alIKAI U TETEPOIMKI He00A3aTeIbHO 3aMENICHBI OJTHUM, ABYMsI WUIH TPEMS 3aMECTHTE-
nsimu, BeIOpaHHBIME 13 C|_sankuiia u -N(CHj3),;

kaxnpiit Z* u Z° nezasucumo BBIOpaH u3 Bojopona, C sankuia u Cs_; TUKIOaTKUIA.

CorylacHO BOCbMOMY BapHaHTy OCYIIECTBIICHHS HACTOSIIEE M300pEeTEHHE OTHOCUTCS K COSIMHEHHUIO CO-
TJIACHO BTOPOMY BapHUAHTY OCYIIECTBICHHUS, TA¢ (hparMeHT

BHIOpaH u3

o o o o §0 OF O o &3
@Q@@@@ﬁﬁ

MPUYEM YKa3aHHbIN (JparMeHT HEOOs3aTEeIBHO 3aMEIICH OHUM I JBYMS 7'
uukn B BeIOpaH u3
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IJIc BOJIHUCTAS JIMHUA (~) O3HAYAET TOYKY MPUCOCIMHCHUS K aTOMy yriepoja OcHOBHOH (Gopmyisl (B) u
r/ie N300paKCHHBIC ITUKIIBI SIBIITIOTCS HE3aMEIICHHBIMU;
R' npencrasisier co6oii pparMent, BEIGPAHHBIN 13

A LD
00500 10, L) 0

5.5 .05 ,ﬁj",@”?%n

¢}
134

npudeM hparMeHT HeoBs3aTeIbHO 3aMEILCH OTHIM, ABYMS HIH TpeMs Z';

R’ MIPEeCTaBIsAET COO0H BOIOPOI;

KaxkIbli Z' He3aBHCHMO BBIOPAH M3 TPYIINIBI, COCTOSIMEH W3 TaloreHa, ruapokcuia, -0Z2, -O-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ*Z’, tpudropmernna, tpubropmeroxcu, -NZ*Z°, -NZ*'C(=0)Z*, -NZ'C(=0)-0Z?,
[UaHO, -C(:O)Z3, —C(:O)OZZ, —C(:O)NZ4ZS, C¢ankuna, retepoCi saikuia, apuia, TeTepoLrKia U TeTepo-
nuki-Ci_gaJKumia;

rae ykasaHHbIH C| ¢aJIKWJI, apiil U TETEPOLUKI HEOOS3aTeIbHO 3aMCIICHBI OJTHUM, ABYMS WK TpeMs 3a-
MECTHUTEIISIMHU, BBIOpaHHBIMU U3 ruapokcuia, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC, ¢ankmna, -NH,,
-NHCHj3;; -N(CH3;),, -NH-C(=0)0-C;_jankuna, mopdonunamia, -S(0),C; sankuna u -O-C_sankuna;

kaxerii Z'° He3aBHCHMO BBIGPAH M3 TPYIIIBL, COCTOSIICH M3 TaloreHa, ruapokcmna, -OZ°, -0-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ*Z’, tpudropmernna, tpudropmerokcu, -NZ*Z°, mmano, -C(=0)Z°, -C(=0)0Z>,
C.¢ankmna, rerepoC_¢alKuia, apuiia ¥ TeTepoIuKIIa,;

U rae yka3zaHHblid C_¢alIKHJI, apyil U TETEPOITUKI Heo0s3aTeTbHO 3aMEIICHBI OJHUM, IBYMS MM TPEeMs 3a-
MECTUTEIISIMU, BBIOpaHHBIMH U3 ruapokcuia, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC,¢amkmma, -NH,,
-NHCHj3;; -N(CH3;),, -NH-C(=0)0-C,_jankuna; mopdomuauna, -S(0),C;_sankmna u -O-C;_sankua;

7° He3aBHCHMO BEIOpaH 3 C_galIKHIIa, apHIa U reTepolnki-C _¢alKiIa;

rae ykasaHHbIH C| ¢aJIKHI ¥ apiil HEOOS3aTeIbHO 3aMCIICHBI OJTHUM, ABYMS WA TPEMs 3aMECTUTCIISIMU,
BBIODaHHBIMH W3 TUAPOKCHIA, TajoreHa, mudptopmerwia, -O-Ci¢ ankwmma, -S(=0),C; ankuma, -C(=0)OH,
-C(=0)0-C,_sankuna, -NH, u -N(CH3),, muppoTuANHWIA, TUIICPUMHIIA U ITHIICPa3HHIIIA;

7’ He3aBHCHMO BBIOPaH n3 ruApokcria, C.qalKiia U reTepoLHKIa;

rae ykazaHHbll C|.¢alIKAI U TETEPOIMKI He00A3aTeIbHO 3aMENICHbI OJTHUM, ABYMsI WUIH TPEMS 3aMECTHTE-
nsimu, BeIOpaHHbIME 13 C|_sankuiia u -N(CHj3),;

kaxnpii Z* u Z° nezasucumo BBIOpaH u3 Bojopona, C sankuia u Cs_; TUKIOaTKUIA.

CoryiacHO JIEBATOMY BapHWaHTy OCYIIECTBICHHUS HACTOAIIEE M300PETEHHE OTHOCHTCS K COCIUHEHHIO CO-

TJIACHO TPEThEMY BapPHAHTY OCYILECTBIICHUS, T1Ie PparMeHT
/
/
X/’ *\ng \

X8 - X2

<. —X4\ .
G
4, -4,
N /N
\
S 9 <I§ G Oy ©§ Cry
& ! b e
/
O, SN NN N ow N

>

BBIOpaH U3

MpUYEeM YKa3aHHBIN (PparMeHT 3aMeIIeH OIHUM HITU IBYMSI z'
uuki B BeIOpaH u3
| N | AN | NS N (\N
Y /N F v N F
b A b hd i i i
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IJIc BOJIHUCTAS JIMHUS (~) 03HAYACT TOYKY MPUCOCIUHCHUS K aTOMY yriiepoja OCHOBHO# (opmynsl (B) u
rJ1e H300paKeHHBIE MKITBI 3aMEIICHBI OTHHM, IBYMS HIH Tpems Z'%;
R' npencrasisier co6oii pparMent, BEIGPAHHBIN 13

A0 .0
NS N N N/j NN NS N-C
‘:L,O ﬁ'LJl/\) ,“LJQ }’L@ :LJI\N/’ nj'\% /[NJ ‘/'lal /’

o\ 0/\ S
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34

npudeM (parMeHT SBJSIETCS He3aMeIIeHHBIM;

R’ MIPeCTaBIsAET COO0H BOIOPOI;

KaxIblil Z' He3aBHCHMO BBIOPAH M3 TPYIIIBI, COCTOSIIEH W3 TaloreHa, ruapokcwia, -0Z2, -O-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ'Z’, tpudropmernna, tpubropmerokcu, -NZ*Z°, -NZ*'C(=0)Z%, -NZ'C(=0)-0Z?,
HaHo, -C(:O)Z3, —C(IO)OZz, —C(:O)NZ4ZS, C.¢ankumna, retepoCi salIKuia, apwia, TeTepourKia U TeTepo-
nuka-C_¢alIKnia;

riae ykasaHHbI C| ¢aJIKWI, apiil U TETEPOLUKI HEOOS3aTeIbHO 3aMCIICHBI OJTHUM, ABYMS WIH TpeMs 3a-
MECTHUTEIISIMHU, BBIOpaHHBIMU U3 ruapokcuia, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC, ¢ankmna, -NH,,
-NHCHj3;; -N(CH3;),, -NH-C(=0)0-C;_jankuna, mopdonunamia, -S(0),C;_sankuna u -O-C_sankunia;

Kak/blil Z'® He3aBHCHMO BBIOPAH M3 IPYIIIBI, COCTOSIIEH M3 rajoreHa, rumpokcuia, -OZ%, -0-C(=0)Z’,
=0, -S(=0),Z°, -S(=0),NZ'Z’, tpudropmeroxcn, -NZ'Z’, -NZ*'C(=0)-0Z?, mmano, -C(=0)Z°, -C(=0)0Z?,
—C(:O)NZ4ZS, C.¢ankuna, rerepoC _calkuia, apuia, TeTepoLrKia U retepouki-C saaKkuma;

U rae yka3zaHHblid C_¢alIKHJI, apyiil U TETEPOITUKI Heo0s3aTeTbHO 3aMEeIICHBI OJHUM, BYMS MM TPEeMs 3a-
MECTHUTEIISIMU, BBIOpaHHBIMH W3 THapokcwina, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC, sankuma, -NH,,
-NHCHj;; -N(CHs),, -NH-C(=0)0-C,_jankuna; mopdonunmia, -S(0),C;_gnxmia u -O-C|_gankunnia;

7? He3aBUCHMO BbIOpaH u3 C_saykuia, apuia u rereponnkii-Ci_salIKuia;

rae ykazaHHbli Ci ¢aIKWI U apwil HeoOs3aTeIbHO 3aMEICHBI OJTHAM, ABYMS MM TPEeMs 3aMECTHTEIISIMH,
BBIODaHHBIMH W3 TUAPOKCHIA, TajoreHa, mudprtopmerwia, -O-Ci¢ ankmma, -S(=0),C;jankuma, -C(=0)OH,
-C(=0)0-C,_sankuna, -NH, u -N(CH3),, muppouANHWIA, TUIICPUIMHIIA U ITHIICPa3HHIIIA;

7’ He3aBHCHMO BBIOpaH 13 ruApokcria, C.¢alKiia U reTepoLHKIa;

rie yka3aHHbIH C_¢alKWIT B TeTePOLUKI HEOOS3aTeIbHO 3aMEIICHBI OJTHUM, IBYMsI HITH TPEMs 3aMECTHTE-
nsimu, BIOpaHHbIMU 13 C_gankuia u -N(CHjz),;

kasxubiii Z* u Z° HesaBucumo BEIOpaH U3 Bojopona, Ci_sankmia u C; 7IUKIOANKIIA.
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CornacHo JecITOMY BapHaHTy OCYINECTBICHHS HACTOSIIEE M300PETCHUE OTHOCHTCS K COCITUHCHHUIO CO-
TJIACHO JIFOOOMY W3 MEPBOTO MIIM YSTBEPTOTO BAPUAHTOB OCYIICCTBICHUS, IPHUYCM COCTUHCHUE XapaKTePU3yeTCs
cTpyKTypoit popmymsl (G)

(6]
rae nuki B, Rl, Rz, X' u Z' rakue JKe, KaK OTPEJINICHO B JTI000M |3 mir. 1 nmm 4, R* mpencrasiseT coboit
BOJIOPOJ U x! npencrapiset coboit N win CH, u n pasen 0.
CornacHoO OJMHHAIIIATOMY BapHAHTY OCYIIECTBICHHUS HACTOSIIEE N300PETCHHE OTHOCUTCS K COCAUHCHHIO
COTJIACHO JIFOOOMY W3 BTOPOTO WIIU TISITOTO BAPHAHTOB OCYIICCTBIICHUS, MIPUYEM COCIMHECHUC XapaKTePU3YeTCs
CTpYKTYpoit popmyisl (G)

(G),

rae muki B, Rl, RZ, X'uZ! OTIpE/ICIICHBI B JTFOOOM W3 IM.2 Win 5, R* MPEJICTABISCT COOOH BOIOPO U x!
npexctasisier cobort N wiu CH u i1 BeiOpan u3 0; 1; u 2.

CoryilacHO JBEHAIIATOMY BapHaHTy OCYIIECTBICHHS HACTOSIIEe M300pPETeHHE OTHOCUTCS K COSTUHEHHIO
COTJIACHO JIOOOMY M3 TPETHETro MM MIECTOr0 BApUAHTOB OCYIIECTBIICHHUS, IPUUEM COSIMHEHNE XapaKTepH3yeT-
cs cTpykTypoit popmyns (G)

G),

rae muki B, Rl, RZ, X'uZ! OTIpEJICIICHBI B JTFOOOM U3 MM.3 wiH 0, R* MIPEJCTABISCT COOOH BOIOPO U x!
npezacraiset coboit N wim CH, u n BeiOpan u3 1; u 2.

CornacHO TPUHAIIATOMY BapHaHTY OCYIICCTBIICHUS HACTOSIICE M300PCTCHHUE OTHOCUTCS K COCAUHCHHIO
COTJIACHO JTIOOOMY M3 IEPBOTO FIIU YETBEPTOTO BAPUAHTOB OCYIICCTBIICHUS, IIPUUEM COCTUHCHUE XapaKTepH3y-
ercst cTpykTypoit hopmyiel (H), rme

(H)

wakn B, kaenii Z' HesaBHCHMO ¥ Kaubli Z'® He3aBHCHMO Takue e, Kak OIpPe/IesIeHO B I0GoM 13 1. |
niu 4;

m BeIOpan u3 0, 1,2 u 3;

n mpeacTaBisieT coboit 0; u

e X° npexacrasisieT coboit NH u X! npeacrasiseT cooort CH nmm N, win

X? npencrasisier coGoii S u X' mpencrasiser co6oit CH, muX’ npeacrasisier co6oii O, n X' mpencras-
nset coboit N.

CornacHo 4eTHIpHANATOMY BapUAHTY OCYIICCTBICHHUS HACTOSIICEC M300PETCHHE OTHOCUTCS K COCIHMHE-
HUIO COTJIACHO JIFOOOMY H3 BTOPOTO WIIM ISTOTO BAPUAHTOB OCYILNECTBICHHUS, IPUICM COCTUHCHUC XapaKTePH3y-
eTcst cTpykTypoit dopmyist (H), rae

—H b
@
J

(H),
o o1 o 1b
UK B, kaxaeiid Z' He3aBUCUMO U KaXKIBIH Z HE3aBUCHMO, OTIPEICIICHBI B JTFOOOM U3 TITI.2 WK 5,
m Be1Opan u3 0, 1,2 u 3; n BeiOpan u3 0, 1 m 2; u
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riae X npexcrapiser co6oit NH u X' npexcrapnser co6oit CH umu N, mu X° npeacrasiser co6oit S u X'
npencrasiuser coboit CH, mmm X* npencrasnser coboii O, u X' npeacrasiser co6oit N.

CornacHO MATHAAaTOMY BapHaHTY OCYIIECTBICHHS HACTOSIIEE M300PETEHHE OTHOCHTCS K COCIMHEHHIO
COTJIACHO JI0OOMY M3 TPETHETO MM LIECTOTO BAPHAHTOB OCYIIECTBICHHS, IPUUEM COCIUHEHUE XapaKTepHU3yeT-
cs cTpykTypoit popmynsr (H), rme

mukn B, kaxkaei 7' HezaBucHMO 1 KaXKIbIH 7'® HezaBucuMo OTIpeJIeNICHBI B JIIOOOM M3 M. 3 WitH 6,

m mpeacTaBisieT coboii 0;

n BeIOpaH U3 1 u 2; u

e X° npencraBiseT coooit NH u X! npenacrasisieT cooort CH nmm N, win

X? npexcrasisier coboit S u X' mpencraiser co6oit CH, mm X° npencrasisier coboit O, u X' mpencras-
neT coboi N.

CornacHo IIECTHAIIIATOMY BapHaHTY OCYIIECTBICHHUS HACTOSIINEE N300pETCHHE OTHOCUTCS K COCAUHCHHIO
COTJIACHO JTFOOOMY M3 TIEPBOTO HJIM YETBEPTOTO BAPUAHTOB OCYILICCTBICHHS, XapaKTePU3YOIIeecs CTPYKTYPOH
¢dopmyast (1), e

—ou
@)
NS N\
(21)rT / NH
(0]

HE3aBHCHUMO KaKJIBIH 7! u uezaBucumo kaxpii Z'° Takue JKe, KaK ompeziesieHo B To0oM u3 mit. 1 umu 4;

nuki B onpenenen B mo6om u3 nim. 1 wim 4;

n mpeacTaBisieT coboit 0; u

m BeIOpan u3 0, 1,2 u 3.

CornacHoO ceMHANATOMy BapUAHTYy OCYIICCTBICHHUS HACTOSIICE M300PETCHHUE OTHOCUTCS K COCAUHCHHIO
COTJIACHO JIFOOOMY W3 BTOPOTO WIIU TISITOTO BaPHAHTOB OCYIICCTBIICHUS, MIPUYEM COCIMHECHUC XapaKTePU3YeTCs

cTpyKTypoii hopmyusl (I)
.

N N
(2l
7

s

/' (Z")m

NH
@,
T1e, KKl 7' HezaBucuMo 1 KaXKIbIN Z'"® wezaBucumo OTIpEJICIICHBI B JIIOOOM W3 IMIT.2 UITH 5;
nuki B onpenenen B mro6om u3 nm.2 win 5; n BeiOpad u3 0, 1 u 2; 1 m BeOpan u3 0, 1, 2 u 3.
CorylacHO BOCEMHAIIATOMY BapHaHTY OCYIIECTBIICHUS HACTOSIIEe M300peTeHHE OTHOCHUTCS K COEIHMHE-
HUIO COTIIACHO JTIOOOMY M3 TPETHETO WJIH IIECTOTO BAPHAHTOB OCYIIECTBICHHUS, IPUIEM COCTUHEHHE XapaKTepH-
3yercs CTpykTypoit popmysr (I), rme

/’ (Z")m

N N
(2
~

NH
@,

Kaskblil Z' HezaBucumo 1 kaxpiii Z'° HesaBrucnMo OTIpe/ICIICHBI B JTFOOOM U3 T3 wWitH 6;

uukn B onpeneneH B mo6oM u3 1.3 wiu 6;

n BeIOpaH u3 1 u 2;

m npezacTaBisier coboii 0.

CoriacHO IeBATHAIIIATOMY BapHaHTy OCYIIECTBICHUS HACTOSIIEE N300pEeTEHNE OTHOCUTCS K COSTUHEHHIO
COTJIACHO JIIOOOMY M3 MEPBOTO - TPETHETO BAPUAHTOB OCYIIECTBIEHUS, MPUIeM (pparMeHT
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TIPEeACTaBIsAET COO0M

CormacHo JABAJIIAaTOMY BapUaHTY OCYLICCTBJICHUSA HACTOAIICC I/I306p€TeHI/Ie OTHOCHUTCA K COCAUHCHUIO CO-
T'JIaCHO J'IIO6OMy n3 OEpBOro - TPCTHEro BAPHUAHTOB OCYIICCTBJICHUA, MPUYCM COCAMHCHUC XaPAKTCPU3YCTCA

cTpykTypoii popmyisr (F1)

X (F1)
1 OMIUKJIMYECKU (hparMeHT BRIOpaH U3
oy ol W N ol ol wdh “h

CornacHo JBaALATh MEPBOMY BapHAHTY OCYIICCTBICHHS HACTOSIIEe U300PETEHUE OTHOCHUTCS K COCIUHE-
HUIO COTJIACHO JFOOOMY W3 TPEANICCTBYIOIINX BapUAHTOB OCYIICCTBIICHUS, TI€ aTOM YTIIEPOJa, 3aMEIICHHBIN
koM B, Haxonutest B R koHpuUrypammm.

CornacHo IBaANaTh BTOPOMY BapUaHTY OCYIICCTBICHUS HACTOSIICE U300PETCHUE OTHOCUTCS K COCIHMHE-
HUIO COTJIACHO JFOOOMY W3 TPEANICCTBYIOIINX BApUAHTOB OCYIICCTBIICHUS, 1€ aTOM YTIIEPOJa, 3aMEIICHHBIN
koM B, HaxomuTcs B S KoHpHUTYparuu.

Kpome Toro, Hactosiiee W300peTeHHE OTHOCHTCS K JISKApPCTBEHHOMY Iperapary Uisi MpeayHnpeKaeHust
WK JiedeHnsT (IIaBUBUPYCHOW MH(MEKIMH Y KUBOTHOTO, KOTOPBIH COMEPKUT d(PPEKTUBHOE KOJHMIECTBO COCIH-
HEHUSI U3 TPEIIICCTBYIONUX BAPHAHTOB OCYIECTBICHHS.

CoriacHO OZIHOMY BapHUaHTy OCYILECTBICHHS N300pETeHUE OTHOCUTCS K JIEKAPCTBEHHOMY IIpenapary, npu
KOTOPOM YKa3aHHBIM JKUBOTHBIM SIBJISICTCS] MIICKOIUTAFOIIICE.

CornacHo JIpyromMy BapHaHTy OCYIICCTBIICHHUS H300pETCHHE OTHOCHUTCS K JICKAPCTBEHHOMY IpETapary,
MPU KOTOPOM YKa3aHHBIM MJICKOITUTAIOIIUM SIBIISICTCS YEJIOBEK.

CornacHo JIpyromMy BapHaHTy OCYIIECTBJICHHUS H300pETCHHE OTHOCHUTCS K JICKAPCTBEHHOMY IpETapary,
IpY KOTOpOM (priaBuBHpycHas HHPEKIUS MPESACTABIACT CO00H HHMEKIUIO BUPYCOM JICHTE HITH BUPYCOM KEITOU
JIXOPaJIKH.

Kpome Toro, Hacrosiiee M300peTeHne OTHOCUTCS K MPHUMEHEHUIO COSIUHEHHs M3 MPE/IIeCTBYIONINX Ba-
PHAHTOB OCYLICCTBIICHHS [UIi M3TOTOBJICHHS JIEKAPCTBEHHOTO Mpernapara AJsl JICYeHHs WK TpenynpekIeHus
(bnaBuBHpYyCHO# HHEKITUH.

Kpome toro, HacTosiIee H300peTeHne OTHOCUTCS K IIPUMEHEHHIO JISKApCTBEHHOTO Ipernapara U3 npeie-
CTBYIOIL[MX BAPHAHTOB OCYILECTBICHHS JJIsl JICUCHUSI WK TIpeynpekaeHus (IaBUBUPYCHON HHEKINH.

Kpome Toro, HacTosiiee M300peTeHne OTHOCUTCS K MPUMEHEHUIO COSTUHEHHs M3 MPEIeCTBYIONINX Ba-
PHAHTOB OCYIICCTBICHUS JIIS JICUCHUS WIH PEAYIPEkKACHUS (PIaBUBHPYCHON HH(PCKITHH.

CornacHo 0JJHOMY BapHaHTy OCYIICCTBIICHUS H300PETCHUE OTHOCUTCS K MPUMEHEHHUIO, TIPU KOTOPOM (ia-
BUBUPYCHAS HH(EKIIHS MPEACTABIACT COO0N MH(EKIIMIO BUPYCOM JICHTE WIIM BUPYCOM JKEIITOU JINXOPATKH.

CornacHo ApyroMy BapHaHTy OCYIICCTBICHHS H300PETCHHUE OTHOCUTCS K MPUMEHEHHIO, IPH KOTOPOM
(haBuBHpyCcHast UHOEKIUS MPEICTABIACT COO0M MHPEKIMIO BUPYCOM JICHIC WM BUPYCOM JKEITOH JTUXOPaIKH.

Kpome Toro, HacTosiiee n300peTeHre OTHOCHTCS K (hapMaleBTUYeCKOW KOMIIO3UIIMH, COJepKallei dap-
MAaleBTHYECKH MPUEMIIEMbIH HOCUTENIb U B Ka4eCTBE aKTHMBHOTO HMHrpefueHTa 3((EeKTHBHOE KOJIUYECTBO CO-
€IMHEHUsI U3 TIPEIIIECTBYIONINX BAPUAHTOB OCYIIECTBICHHS WU ero (hapMarieBTHIeCKH IPUEMIIEMOM COITH.

Kpome Toro, Hacrosiiiee n300peTeHUEe OTHOCUTCS K CHOCOOY MOJyYSHHUs] COSUHEHHS U3 MPEAIeCTBYIO-
[IMX BAPUAHTOB OCYIIECTBICHUS, BKIIOYAOIINNA CTaINU:

B3anMoIeiicTBIs coenunennst popmyisl (X1) ¢ amurom R'R’NH B moxoIsiieM pacTBOPUTENE, MPHIEM
UK A COOTBETCTBYET (pparMeHTy
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p q

dopmyist (B) kak ompenenero B mw.1-20, muka B, R' 1 R? xapakTepu3yioTcs 3HAYCHHEM H3 TIPE/IIIECT-
BYIOIIMX BapUAHTOB ocymiecTBIeHns: 1 LG npencTasiseT co00i yXOIsIy 0 TPYIIITY

. ®
Ol

X1

rJe yXoJIsIias rpyIia BEIOpaH M3 aToMa rajoreHa Wiy cyib(poHara.

CoracHO 0THOMY BapHaHTY OCYIIECTBIICHHUS H300pETeHNE OTHOCUTCS K CIIOCO0Y, ITPH KOTOPOM YXOsIIIast
rpymmna BeIOpaHa u3 XJjopa, Opoma u Hoza.

Kpome Toro, Hacrosiee n3o0peTeHHEe OTHOCUTCS K CHOCOOY IOJIyYEeHUS] COSMHEHHS U3 MPEAIIeCTBYIO-
IIMX BapHAHTOB OCYIIECTBIICHNUS, IPUUEM CIOCO0 BKIIFOYAET CTAANHU

B3auMoielicTBUS UMHHA (opMyisl (X2) ¢ anpaernnom ¢opmynsl (X3) B MPUCYTCTBUU KaTajau3aTopa M
MOIXOISTIETO PACTBOPUTEIS C TIONTydeHHueM coeauHeHus popmynsl (Al), rae muxi A GopMyITbl
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mukn B u R' XapakTepusyroTcs 3HaueHHEM M3 NPEIIECTBYIOIINX BAPHAHTOB OCYILIECTBICHHS 1 IPH YCIIO-
BUH, 4TO B nukie A ¢popmyn (X3) u (Al) atoMm yrieposa cBsi3aH ¢ KapOOHHIIOM
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Kpome Toro, Hacrosimee n3o0peTeHrne OTHOCUTCS K CHOCOO0Y JieueHHsl WM NPO(WIAKTHKH (IIaBUBHPYC-
HBIX nHpeKnui y mozei myreM BBeAeHHs d(PGEKTHBHOTO KOJMYECTBA COCTMHEHHS U3 MPEALIECTBYIOINX BapH-
AHTOB OCYLIECTBIICHHS HIIH €0 (PapMaleBTHYECKN IIPHEMIIEMOH COJIM HY KIAfOLIeMyCsl B 9TOM INAIUEHTY.

CornacHO OJJHOMY BapHaHTY OCYILIECTBIICHHSI M300pETEHHE OTHOCHUTCS K CHOCO0Y, B KOTOPOM (hJIaBHBHU-
pycHast nH}pEKIUs npeacTaBisieT co00i MH(EKINIO, BEI3BAHHYIO BUPYCOM JEHTE WM BHPYCOM JKEJITOH JIMXO-
pajKu.

[IpexycMoOTpeHO, UTO UCTIONB3YyEMBIH B HACTOSIIEM OMUCAaHUHN TEPMHUH "JIeunTh" WK "JIedeHne" OTHOCUTCS
K BBEJICHUIO COCTMHEHHUS WM KOMITO3UIIMK IO HACTOSIIEMY M300pPETCHHIO CYOBEKTY C IEThI0 MPOU3BEACHUS
TEParneBTHUECKOTO WU MpodriakTrndeckoro 3¢ ¢deKra myTeM HHTHOUpOBaHMs BUPYCHOUM WHGpekmuu. JleueHne
IpeaycMaTpuBaeT W3MEHEHHE, YIydllleHne, CMAr9eHHe, HHIHOMPOBAaHNE TIporpecca, 00JeTIeHHe TSKECTH W
TpeaynpexaeHue 3a00JIeBaHNs, HAPYIIICHUS MU COCTOSHHUS, WJIM OJHOTO WM HECKOJIBKHX CHMIITOMOB TaKOTO
3a00JICBaHMs, HAPYIICHHUS WM COCTOSHIS, ONOCPEIOBaHHBIX MHIHOMpPOBAaHHEM BUPYCHON WMH(ekmu. TepMun
"CyOBEKT" OTHOCHUTCS K )KUBOTHOMY WJIM MJICKOITMTAIOIIEMY, HY)KJafollIeMyCsl B TAKOM JICUCHUH, HaIpUMep 4e-
JIOBEKY.

Byner ormeueHo, 4To HCHONB3yeMBIH B JOpMyJie H300peTeHus TEpMUH "coslepKaIuii” He cieayeT HHTep-
MPETUPOBATh KaK OTPaHUYHBAOIIIN 3HAYCHUS, IEPCUUCIICHHEIC JTAJIee; OH HE UCKITFOYACT IPYTUE JEMEHTHI WIH
CTaIuH.

CchUTKa TI0 BCeMY OTIMCAaHUIO Ha "OJIMH BapUaHT OCYIIECTBICHUA" WIH "BapHaHT OCYIIECTBICHUS" O3HaUa-
€T, YTO KOHKPETHBIH NPU3HAK, CTPYKTYpa WIH XapaKTEPUCTHKA, OMUCAHHBIC B CBSI3U C BAPHAHTOM OCYIIIECTBIIE-
HUS, BKJIIOYEHBI 110 MEHBIICH Mepe B OMH BapHaHT OCYIIECTBICHUS HACTOSIIETO n300peTeHus. Takum obpa3om,
BO3HHMKHOBEHUs (hpa3 ""CorIacHO OJHOMY BapHaHTy OCYIIECTBICHHA" WX "COTJIACHO BapUaHTy OCYIIECTBICHUS"
B Pa3MYHBIX MECTaX IO BCel 3asBKe HE 00s3aTENbHO BCE OTHOCATCS K TOMY )K€ BapHAHTY OCYIIECTBIICHHS, HO
MoOryT. bonee TOro, KOHKPETHBIC MPHU3HAKH, CTPYKTYPHl WIH XapaKTECPUCTHKH MOTYT OOBEAUHATHCS JIEOOBIM
MOAXOASIINM CIIOCOO0M, KaK OyIeT OUEBUIHO CIIEIUATINCTY HACTOSIIEH 00IaCTH TEXHUKH U3 3TOTO PACKPHITHS,
COTJIACHO OJIHOMY WJIM HECKOJBKMM BapHaHTaM oOcCyIlecTBieHUs. [Ipu mcronb3oBaHMM (OPM €IHMHCTBEHHOTO
YHcila MoJpa3yMeBaeTCs, YTO OHM BKIIIOYAIOT B ce0s (hopMy MHOXKECTBEHHOT'O YHCJIa STOTO CYIIECTBUTEIBHOTO,
€CII KOHKPETHO HE OTMEYECHO WHOE.

[Tono6HBIM 00pa3oM ciieryeT OTMETHTbD, YTO IPH ONMCAHUH WIITIOCTPATHBHBIX BAPUAHTOB OCYIECTBICHHS
HACTOSIIETO M300pETeHUS pa3InyHbIe IPU3HAKN N300PETEHUS HHOT/Ia TPYIITUPYIOT BMECTE B OJJHOM BapHaHTE
OCYILECTBIICHHS, (PUTYpe WITH X OTHCAHUH C [EJHI0 YIPOIICHHUS ONMCAHHS W TIOMOIIH TOHUMAHHS OJJHOTO MIIN
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HECKOJBKUX Pa3IUYHBIX aCIICKTOB U300pETCHUS.

Ipu ka)xI0M U3 CICAYIOIIUX OMPEICIICHUI YHCIO aTOMOB YIIIEpoJia MPEICTABIACT MAKCUMAILHOE YUCIIO
aTOMOB yTJIepo/a, Kak MMPaBHUJIO0, ONTHMAIBHO MPHCYTCTBYIOIIEE B 3aMECTHUTENIEC WIIH JIMHKEPE; ITOIpa3yMeBacTcs,
YTO €CJIM MHBIM 00pa3oM OTMEYEHO B HACTOSAIICH 3asBKE, YHCIO aTOMOB yIiIepoja IMPEeACTaBISIET ONTHMAIBHOE
MaKCHUMaJIbHOE YMCIIO aTOMOB YTJIepo/ia ISl TAKOTO KOHKPETHOTO 3aMECTHUTEIIS TN JINHKEPA.

Hcrmonb3yeMblii B HACTOSIIIIEM OMUCAaHUHM TepMuH "yxomsamas rpynmna" wiu "LG" o3HagaeT XUMHUYIECKYIO
TPYIITy, KOTOpasi CKJIOHHA K TEPEMENICHUIO HYKICO(IIOM, FIIH OTIICTIIIeMast TN THAPOJIN30BaHA TIPH OCHOB-
HBIX WJIM KUCJIOTHBIX YCIOBUAX. COTIacHO KOHKPETHOMY BapHaHTy OCYIIECTBICHHS YXOMAIIas TPpyIIa BEIOpana
u3 aroMma ranorena (Hanpumep, Cl, Br, 1) nim cynsdonara (Hanpumep, Me3uiara, To3unara, Tpudiiara).

Tepmun "3ammrHas rpynma’ OTHOCUTCS K (parMeHTy COCAMHEHUS, KOTOPBIH MAacKUPYeT WM U3MEHSET
CBOWCTBa (PYHKIMOHATBHOM TPYIIBI WK CBOWCTBA COCAWHCHUS B IIEJIOM. XMUMHUYECKas MOJACTPYKTYpa 3alUT-
HOW TPYMIIBI BapbHPYET B IMUPOKUX Tpeaenax. OMHON (yHKIUEH 3alIUTHOW TPYIIIBI SBISACTCS CIy)KCHHE B Ka-
YECTBE MPOMEXKYTOUHBIX COEJIMHEHUN MPH CHHTE3€ HCXOAHOTO JIEKAPCTBEHHOTO BellecTBa. XHUMHUYECKHUE 3a-
NIMTHBIC TPYIIBI W TPUHIIHITEL 3aIlIUTHL/CHATHS 3alllUTHBIX TPYIIT XOPOIIO U3BECTHHI U3 001aCTH TeXHUKU. CM.
"Protective Groups in Organic Chemistry", Theodora W. Greene (John Wiley & Sons, Inc., New York, 1991).
3amuTHRIC TPYIIBI YaCTH WCHOIB3YIOT TSI MACKUPOBKH PEAKIIMOHHOW CIIOCOOHOCTH OIPEIeNICHHBIX (PYHKIIHO-
HAJIBHBIX TPYIIL, AJS cocoOCcTBOBaHUSA 3(PPEKTHBHOCTH JKETaeMbIX XUMHYSCKUX B3aWMOJICHCTBUH, HAIIpUMeEp,
oOpa3oBaHue U pa3phlB XUMHUECKHUX CBSI3€H YIMOPSAIOYESHHBIM M HAMEYEHHBIM 00pa3oM. 3amuTa (yHKIHOHATh-
HBIX TPYII COSAWHEHUS W3MEHSET Apyrue (hU3NIeCKH CBOWCTBA, 332 MCKIIOYCHUEM PEaKIMOHHON CIIOCOOHOCTH
3aIUIICHHON ()YHKITMOHATLHOW TPYIIIBI, HAIPUMEP MOJSPHOCTD, JIMMTOPMIBHOCTD (THAPOGOOHOCTD) U OpyTHe
CBOWCTBa, KOTOPEIC MOTYT OBITh OTPEACICHBI TPAIWIMOHHBIMUA AHATHTHYCCKAMHU YCTPOUCTBAMU. XUMUUCCKU
3aIUIICHHBIC MPOMEKYTOYHBIC COSANHCHUS CaMH MO ce0e MOTYT OBITh OMOJIOTMYCCKH aKTUBHBIMU WM HEak-
TUBHBIMH.

3anuIneHHbIC COSIMHEHUS TaKXKe MOTYT MPOSBIISITh H3MCHECHHBIC U, B HEKOTOPBIX CIIy4YasX, ONTHMHU3UPO-
BaHHBIE CBOMCTBA in Vitro ¥ in vivo, HalpuMep MPOX0XJICHNE Yepe3 KJIETOYHbIe MeMOpaHbl M CTOWKOCTH K (ep-
MEHTAaTUBHOMY pacliafy N CEKBECTpaluu. B 3Toi ponu 3amnIIeHHbIe COSAUHEHHS ¢ TPEAIIOIaraéMbIMU Te-
paneBTHIeCKUMHE 3P deKTaMi MOTYT Ha3bIBaThCS TposiekapcTBa. Jpyroi QyHKIMEH 3alIUTHON TPYIIIBI SBISCT-
Csl IPEBpaIICHNAE UCXOTHOTO JIEKAPCTBEHHOTO CPENICTBA B MPOJIEKAPCTBO, TIOCPEIACTBOM YEro MCXOTHOE JIEKapCT-
BEHHOE CPEICTBO BBHICBOOOXKTAETCS MPH MPEBPAIICHUH MPOJIEKApCTBa in vivo. M3-3a TOT0, 9YTO aKTHBHEIE IPOJIe-
KapcTBa MOTYT TOTJIONIaThecs Oonee 3¢ppeKTHBHO, YeM MCXOIHOE JIEKAPCTBEHHOE CPEACTBO, MPOJIEKAPCTBA MO-
TyT o0ianaTh Oombirel 3pPEeKTUBHOCTHIO in ViVo, YeM HUCXOJHOE JICKApPCTBEHHOE CPENICTBO. 3alUTHBIC TPYIIIHI
YAAJSUTA WK in Vitro B CIlydae XUMHYECKUX MPOMEKYTOUYHBIX COCIMHEHUH, HIIH in Vivo B CiIydae MPOJICKapCTB.
C XUMHYECKUMH IPOMEKYTOYHBIMH COSANHCHUSIMU HE OCOOCHHO Ba)KHO, YTOOBI OJTYYCHHBIC MTPOAYKTHI IOCIIE
CHSTHS 3alUTHBIX TPYIII, HAPHUMEP, CITUPTHI, OBUTH (PU3UOJIOTHYECKU TPUEMIIEMBIMU, XOTs, B OCHOBHOM 0OoJiee
JKEIAeMO, €CITH MPOAYKTHI SBISIFOTCS (hapMaKOJIOTHUSCKU O€30TTaCHBIMHU.

Hcnonp3yemblii B HacTOsIEM onMcaHWU TepMuH "ruapokapoun’, "C_ g rugpokapOmn”, "runpoxapOnib-
Has rpymma" wim "CgruapokapomisHas rpynma"” otHocurest K C;-Cig HOpMaIbHBIM, BTOPHYHBIM, TPETUYHBIM,
HEHACBHIIICHHBIM HJIM HACHIIIEHHBIM, HEAPOMATHUECKUM, AlMKINYECKAM MM NHUKIMYECKHM YTIIEBOJOPOIaM U
nx KoMOmHanmsM. TakuM 00pa3oM, 3TOT TEPMHUH BKIIOYAET B ceOS aJKWJ, aIKCHWI, aJIKMHWI, [TUKIOATKHIL,
IIUKIOAIKEHIIT ¥ INKIIOATKIHIAI.

Hcmonb3yeMast B HACTOSIIEM OIMMCAHUN TEPMUHOJIOTHSA "TeTeporuapokapomn”, "retepoC,_jsruapokapomn”,
"reteporuapokapomibHas rpynma”, "retepoCi_gruapokapOuiIbHas rpymma” Wid "THApOKapOWIbHAS TPYIIa,
KOTOpast HeOOS3aTEIBHO BKIIOYAET B ceOsl OJMH I HECKOJBKO TETEPOATOMOB, MIPUYEM yKa3aHHBIC TeTePOaTO-
MBI OBUTH BBIOpaHBI U3 aTOMOB, cocTtosmux uxX O, S u N" OTHOCHTCS K THIPOKApOMIBLHOW TPYIIIE, B KOTOPOU
OJIMH WJIM HECKOJIbKO aTOMOB YTJIEPOAa 3aMEHCHBI aTOMOM(aMM) KUCIOPOJa, a30Ta WIH CEpPhI, U, TAKUM 00pa-
30M, BKJIFOYAET B CE0s TETEPOANKIII, TETEPOANKCHIII, TETCPOATKUHILT i HEAPOMATUUCCKUI TreTepOIUKII. TakuM
00pa3oM, 3TOT TEPMHH BKIIIOYACT B ce0s B Ka4eCTBE MPHUMEpa alKOKCH, alkeHHIOKCH, C,amkmi-O-C g ,alKul,
Cyankenmn-O-ankun, Cyankmin-NH-Ci g alnkeHwt, cpeau Ipoyero, riae W BeIOpaH u3 1r0oro yucna ot 1 mo 18.

Hcrnone3yeMelil B HacTosmeM onucannu TepMuH "ankmr” win "C_jgankmr" o3HadaeT C;-C g3 HopMaIbHBIH,
BTOPUYHBINA WJIM TPETUIHBIN, MPSAMOIIMHEHHBIA WM TUKIUIECKUHN (MM KOMOMHAIIMIO TPSMOJIMHEHHOTO U IHK-
JIMYECKOTO), Pa3BETBICHHBIN WM HEPa3BETBICHHBIN yrieBogopoa 6e3 ydacTka HeHachImleHus. [IpuMepamu sB-
JISTIOTCST METHI, 3THJ, |-miporun (H-miporwd), 2-pont (u30-Pr), 1-0ytun, 2-meTwi-1-npomn(nuzo-Bu), 2-6yTur
(BTOp-Bu), 2-numernn-2-npomwt (TpeT-Bu), 1-meHTHN (H-TIEHTHN), 2-TIEHTWI, 3-TICHTHI, 2-MEeTHI-2-0yTwiI, 3-
MeTWI-2-0yTHn, 3-MeTuia-1-0yTun, 2-metun-1-OyTwn, 1-rekcwi, 2-reKcui, 3-TeKCHI, 2-MEeTHII-2-TIeHTHII, 3-
METHII-2-TIEHTWI, 4-MEeTUJI-2-NIEHTUI, 3-MeTUI-3-IeHTU, 2-MEeTHII-3-NIEHTHII, HUKIONPONMUIITUIICH, METHIIUK-
JOMPONHIICH, 2,3-AUMETUI-2-0yTH, IUKJIONCHTUIMETHICH, 3,3-AUMETHI-2-0yTH, H-TENTWI, H-OKTHJ, H-
HOHWI, H-JICIWI, H-YHACHWI, H-TOJCIMJ, H-TPUICIHI, H-TCTPAJCIHII, H-TICHTAICHWI, H-TCKCAJCIWII, H-
renTageiu, H-OKTaICIIIII, H-HOHAICIMII, H-H30I[WI, IIUKJIOMPOITII, IIUKJIO0Y T, MUKIONCHTII U IIHKJIOTCKCHIL.
CoriacHO KOHKPETHOMY BapHaHTy OCYILCCTBIICHUS TSPMHUH alKWI OTHOCHTCS K C;_j,yriieBoiopoaam, emie boiee
KOHKpETHO K C|_gyrieBogopoaM, ee 6osiee KOHKpeTHO K C; 3yriieBoopoiaM, Kak JTOMOJHNATEIBHO ONpeiere-
HO BbINIE. [IpeAmoYTHTEeNHHBIN aJKuI MpeacTaBisieT codoit C_qamkui. JIpyroi MpeamoYTHTEIbHBINA aKIIT IPE/I-
craBisieT coboit C;_4anKkuil.
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Hcnonp3yeMmslil B HACTOAIIEM ONMCAHUM TEPMUH "alMKIUUECKUN ankun" Wi "OpsMOJUHEWHBIA aakun”
o3HavaeT C;-C g HEIMUKINYECKUH HOPMAaJbHBIM, BTOPUYHBIN WM TPETUYHBIN, MPSIMOJIUHEHHBIN, pa3BEeTBICHHBIN
WK HEPa3BETBJIICHHBIN YTieBOMOpoa Oe3 ydacTka HEHachlmeHus. [IpumepaMu SIBISIOTCS METHII, dTHI, 1-
nporui, 2-nporua (u30-Pr), 1-0ytun, 2-metun-1-npomwn (u30-Bu), 2-0ytun (BTop-Bu), 2-MeTwin-2-mpormin
(Tper-Bu), 1-meHTHA (H-TIEHTHIT), 2-IEHTHI, 3-TIEHTWI, 2-MEeTHI-2-0yTwI, 3-MeTui-2-0yTwi, 3-mMetui-1-0yTu,
2-metni-1-0yTwi, 1-rekcun, 2-rekcun, 3-reKCuil, 2-MeTHII-2-TIeHTHI, 3-MeTHII-2-TIeHTHI, 4-MeTUI-2-TIeHTHI, 3-
METWI-3-TIEHTWI, 2-METHUI-3-TICHTHN, 2,3-TUMETHI-2-0yThi, 3,3-IUMeTHn-2-0yTHJI H-TeNTHJ, H-OKTWI, H-
HOHWJI, H-IIEIWI, H-YHICIWI, H-JOACIHJ, H-TPUACUWJ, H-TETPAICIMII, H-TICHTAIEIWI, H-TeKcaaeuus, H-
renTajenui, H-OKTaeII, H-HOHAICIMJI U H-U30LHIL.

Eciu He oTMeuyeHO HWHOE, WCHOJb3YEMBIH B HACTOSILEM ONHMCAHWU TEPMUH "LUKIOAIKUI" WU
"C;5.|gIUKIIOATKWA" 03HA4YaeT HACBHIUICHHBIN YIJIEBOJOPOIHBIN MOHOBAJIEHTHBIA paguKal, coiepxamui ot 3 1o
18 aromoB yriepona, BKIOYarommii B ceds wim copepxkanmmid Ci.joMoHOUMKIHYecKuil win  C;. gnomm-
UMKIMYECKUI HACHIIICHHBIN YTIeBOJOPO, TAKON KakK, HaMpUMEP, LUUKIOMPONIII, HUKIOMPONMUIMETHIICH, [IUK-
JNOOYTHII, IHMKIOTCHTHII, IUKIONCHTAIMETUICH, [UKIOMPONIIITAICH, METHINUKIOMPOIIICH, IHKIOTEKCHIL,
IUKIIOTENTHII, IAKIOOKTHII, U30MPOMMIIHKIOOKTHI, TUKIOOKTUIIMETHIIEH, HOPOOPHMII, (PEHXWII, TPUMETHIITPH-
MUKIIOTENTHII, JIeKaTMHII, aJaMaHTHI U T.11. Bo n306ekaHne COMHEHH 1 B Ka4eCTBE MpUMeEpa IMKIONEHTHIME-

THJICH OTHOCHUTCA K B COOTBETCTBHMHU C Y€M MCTWJIbHAA I'pYyIilla Ha HUKJIONCHTUIIC CBA3aHa C ;[pyroi/i
prHHOfI. bonee TOTO, BO n30eKaHne COMHEHHI U B KaueCTBE npuMepa METUILUKIONPOIUIICH OTHOCUTCA K

™ B COOTBETCTBHH C YeM IHUKJIOMPOIHI METHIIMKIONPONNIA CBs3aH ¢ Apyrou rpymmoi. IIpenmouru-
TEJNBHBIM [TUKJIOATKWIOM sIBIIsieTCS C;_7IIMKIIOATKIIL.

HUcnonb3yeMsblil B HacTosiieM onucanud TepMmuH "ankeHun"' win "C, gankenun" ozHadaer C,-Cig HOp-
MaJbHBINA, BTOPUYHBIA WM TPETHYHBIN, MPSAMOJIMHEHHBIM WM LUKINYECKUH, Pa3BETBICHHBIA UM HEPAa3BETB-
JICHHBIH YTIIEBOJOPO/I IO MEHBIIIEH Mepe ¢ OJHUM ydacTKoM (0ObIYHO OT 1 10 3, mpeanoyTUTeNnbHO 1) HeHACHI-
IIEHUS, a IMEHHO YTJIEPOA-YTIEPO, Sp2 IBOWHAS CBsI3b. [I[puMeprl BKIIOYAIOT B cebst 0€3 OrpaHnYeHUs: STHIICH
nmu BuHmI (-CH=CH,), ammun (-CH,CH=CH,), muxnonentenmn (-CsH;), muknorexcenun (-CgHy), nukmonen-
TEHWINPOTHIIEH, MeTriukiorekcenmined u S-rekcenmn (-CH,CH,CH,CH,CH=CH,). JIBoiiHas CBs3b MOXET
OBITh B IHC- WM TpaHCKOH(HTypanuu. CoriaacHO KOHKPETHOMY BapHaHTY OCYIICCTBICHUS TEPMHH alIKEHWII
otHOcuTcs K Cy.1; YIIeBoJopoaaM, eine 0oniee KOHKPEeTHO K Ci_gyTIIeBOIOPOIaM, KaK JOMOIHUTEIBHO ONpee-
JICHO BBINIE. [IpeOYTHTENBHBIM aTKSHIIOM sIBIseTCS C)_ 6 TKCHIUIL.

Hcnonp3yeMslil B HACTOALIEM OMMCAHUM TEPMUH "alMKINYECKUN aJkeHWI" WM "MPSMOIMHEHHBIN anke-
HUT" oTtHOCUTCS K C,-Cig HEIMKIMYECKOMY HOPMAILHOMY, BTOPUYHOMY WM TPETHYHOMY, MPSIMOJIMHCHHOMY,
Pa3BETBICHHOMY HJIM HEPa3BETBICHHOMY YTJICBOJOPOY MO MEHBIICH Mepe ¢ OJHUM YJacTKOM (0OBIYHO OT 1 10
3, IpeanOYTUTENHHO 1) HEHACKHIIIEHHS, & UMCHHO YTIICPOI-YIICpO, Sp2 ABOIHAs CBs3b. [IprMepsl BKIIOYAIOT B
cebs 0e3 orpanmuenus: otwineH wim  BuHWI (-CH=CH,), ammun (-CH,CH=CH,) wu 5-rekcenmn
(-CH,CH,CH,CH,CH=CH,). /IBoiiHas CBsI3b MOKET OBITh B IIC- WJIM TPAHCKOH(PUTYpAIHH.

Hcmonb3yeMblii B HACTOSIIEM ONMCAaHUU TEPMHH "IUKIOATKEHHI" OTHOCUTCS K HEAPOMATHIECKOMY YTJIe-
BOJIOPOTHOMY paJHKally, comepkameMy oT 3 1o 18 aTromMoB yriepona Mo MEHBIIEH Mepe ¢ OTHHM YYaCTKOM
(0O6braHO OT 1 10 3, MpennmoYTUTENbHO 1) HEHACHICHHsI, @ UMEHHO YTJIEPOI-yTIepo, Sp2 IBOMHAS CBS3b, U
BKITIOYaronieMy B ce0s wim coxepxkamemMy Cs.jgoMOHOIMKIHYeCKHd uil C;_|gMOTNIUKINIECKUI yTIeBOJIOPOI.
IIpumeps! BKITIOUatOT B cedst Oe3 orpanmdecHus: nukioneHTeHun (-CsH;), TUKIONeHTeHIITPOIHIICH, METHITITHK-
norekcenmwieH U nuknorekceHun (-C4Hyg). J[BoiiHas CBSI3b MOXKET OBITH B ITUC- HIIH TPAHCKOH(UTYPAIIHH.

Ucnonb3yemsblii B HactosiieMm omnucaHud TepMuH "ankuHuin" win "C, jgankuuun" otHocutcs K C,-Cig
HOPMAaIIbHOMY, BTOPUYHOMY, TPETHYHOMY, TPSIMOJTHHEHHOMY WIIA MUKIMYECKOMY, Pa3BETBICHHOMY WIIH HEpas-
BETBJICHHOMY YTJICBOJOPOAY MO MEHBIICH Mepe ¢ OJHHUM y4acTKOM (0OBIYHO OT 1 J0 3, mpeAmodTuTensHo 1)
HCHACBIIICHHS, 3 UMCHHO YTIIEPOJ-YIIIepO, Sp TpOiHast cBsA3b. [IpuMephI BKIIOYAIOT B ce0sl Oe3 OrpaHUYCHUS:
stuHun  (-C=CH), 3-stun-uukstorent-1-uHuiaeH, 4-nukiorent-l-uHMeTHwNIeH W 1-mponuHwWI  (TIpomaprui,
-CH,C=CH). CorinacHO KOHKPCTHOMY BapHaHTy OCYIICCTBICHUS TCPMHUH AaJKCHWJI OTHOCUTCS K
Ci.jpyrneBogoponamM, eie Ooyiee KOHKPETHO K C;¢yTIeBOIOpOaaM, KaK OTONHUTEIHHO OMPEICICHO BHIIIE.
[IpeamodTuTenpbHBIA AKUHII TIPpECTaBIsieT co00it C, g AMTKUHII.

Hcmonb3yeMblii B HACTOSIIEM ONMCAHUU TEPMUH "aIMKINYEeCKUA aKUHIIT" WITH "TIPSIMOJTMHEHHBIN aTKH-
HUT" otHOCHUTCA K C,-Cig HEMUKINIECKOMY HOPMAIILHOMY, BTOPHIHOMY, TPETHIHOMY, MPSMOJIMHEHHOMY, pa3-
BETBJIICHHOMY HJIM HEPa3BETBICHHOMY YTIIEBOJOPOIY MO MEHBIIEH Mepe ¢ OJHIM ydacTKoM (00brgHO OT 1 10 3,
TPEIIIOYTUTENFHO 1) HEeHACHIEHNs, & UMEHHO YIIIEPOA-yTIEPO, Sp TpoiftHas CBs3b. [IpuMepsl BKIIOYAIOT B
ce0s 6e3 orpanmuenust: >TUHWI (-C=CH) u 1-nponuamn (mponaprwi, -CH,C=CH).

Hcmonb3yeMblii B HACTOSIIIIEM OMUCAHUH TEPMUH "TIUKIOATKAHIII" OTHOCUTCS K HEapOMaTHIECKOMY yTJie-
BOJOPOJHOMY pajMKally, colepxkauemMy oT 3 1o 18 aToMoB yriepojia Mo MEHBIIEH Mepe C OJHUM Yy4aCTKOM
(00br4HO OT 1 ;MO 3, HMPEANOYTHUTENTHHO 1) HEHACHINICHUS, a UMEHHO YIJIEPOJI-YIIepPO, Sp TPOWHAs CBSI3b, U
BKITIOYAOIIeMy B ce0s win conaepxkameMy Cs.joMOHOIUKIHYCCKHA HIH Co_gMOTUIIMKINICCKUN YTIIEBOJIOPOI.
[IpuMeps! BKIFOYAIOT B ce0sl 0e3 OrpaHUYCHUS: UKIIOTENT-1-1H, 3-3THIIMKIOTeNT- | -UHIWICH, 4-IUKIOTenT-1-
WHMETWJICH ¥ STHJICHIIMKIIOTCIIT- | -1H.

-27 -



040588

Hcnonp3yeMslil B HACTOSIEM OMUCAHUU KayKABIN TepMUH "aJKUIEH" OTHOCUTCS K YTI€BOJOPOJHOMY pa-
JIMKAITy ¢ HACHIIICHHOW, pa3BEeTBICHHOW WJIM HEPA3BETBICHHOW Iembio ¢ 1-18 atomamu yriepona (6ojiee KOH-
kpetHo C,., wmu C;¢ aToMaMH yriieposa) M ¢ IByMS MOHOBAJICHTHBIMH PaJWKaIbHBIMH [IEHTPAMH, MOIYUICH-
HBIMH ITyTE€M yAAJICHHS JBYX aTOMOB BOJOPOJA OT TOTO K€ WM JBYX PA3IUYHBIX aTOMOB yTIIepoa MCXOTHOTO
ankaHa. TUMHYHBIC AJIKWJICHOBBIC PAJMKaIbl BKIIOYAIOT B ceOs Oe3 orpanmuenus: meTwieH (-CH,-), 1,2-otmn
(-CH,CH,-), 1,3-ipormun (-CH,CH,CH,-), 1,4-6ytun (-CH,CH,CH,CH,-) u T.11.

Hcrmonb3yeMblii B HACTOSIIIEM OTNMCAHUN KaXIbI TEPMHUH "aJIKeHUJICH" OTHOCHTCS K YTJIEBOJAOPOTHOMY
paguMKay ¢ pa3BeTBICHHOW WJIM HEPa3BETBICHHOH Iembio ¢ 2-18 aromamu yriaepoaa (6onee koHkpeTHO C,.1n
i C,_¢ aTOMOB yrilepoja) o MEHbIIEH Mepe ¢ OTHUM y4dacTKoM (00bryHO oT 1 10 3, mpeamnoyruTensHo 1) He-
HACHIIICHUS, & UMEHHO YIJIEPOI-YIIepo, Sp2 MBOWHAS CBsI3b, U C JIBYMS MOHOBAJICHTHBIMH PaTUKaTbHBIMU
[CHTPaMH, TIOJTYYCHHBIMU MYTEM YHAJICHUS ABYX aTOMOB BOJOPOJA OT TOTO )K€ WM JBYX Pa3lIMYHBIX aTOMOB
yriaepoaa UCXOIHOTO aJIKeHa.

Hcmnonb3yeMblil B HACTOSILIEM ONMCAHWUU KKl TEpMUH "alKUHWIEH" OTHOCUTCS K YTIJIEBOAOPOJHOMY
pamukany ¢ pa3BETBICHHOW WJIM HEpa3BETBIECHHOH nenbio ¢ 2-18 aromamu yriepona (6onee koHkpeTHO C, p
nm C,.¢ aToMaM# yTJIepoja) 1Mo MEHbBIIEH Mepe ¢ OHUM ydacTKoM (00bI9HO oT 1 10 3, mpeanoyTuTensHo 1)
HEHACBHIIICHNSA, a UIMEHHO YTJIEPOI-YTIIEPOs, Sp TPOIHAS CBs3b, M C JBYMS MOHOBAJICHTHBIMH PaIUKaIbHBIMU
[EHTPaMH, TOJTYYCHHBIMH IyTeM YHAJCHHS ABYX aTOMOB BOJOPOJA OT TOTO )K€ WM JBYX Pa3JIMYHBIX aTOMOB
yTIepoa HCXOAHOTO aJTKHHA.

Hcmonb3yeMblil B HACTOSIIIEM ONTMCAHWH TEPMHH "TeTePOATKMI" OTHOCUTCS K aIllMKIMYECKOMY aJIKHITY, T
OIIMH MJTH HECKOJIBKO aTOMOB yTJIEpOAa 3aMEHEHBI aTOMOM KHCIIOPOJa, a30Ta WU Cephl, IPH YCIOBHH, YTO yKa-
3aHHAas IIeTb MOXKET HE COJCPKaTh JiBa Mmpuieraromux aroma O Win J1Ba MPUICTalIuX aToMa S. TO 03HAYACT,
YTO OAMH Wi HeckKonbko -CHj3 yka3aHHOTO alMKIMYECKOTO ajlKWiia MOTYT OBITh 3aMeHEeHbl -NH, w/wnm 49to
omuH Wik Heckodbko -CH,- yKa3aHHOTO alMKINYECKOro aNKiia MOTYT OBITh 3aMeHeHbl -NH-, -O- win -S-.
ATOMEI S B YKa3aHHBIX IICTIIX MOTYT OBITh HEOOSI3aTEILHO OKUCIICHBI OJIHUM WIIA JByMsI aTOMaMHU KHCJIOPOAA C
MOJYYCHUEM CYTh(OKCHIOB U CYJIb()OHOB COOTBETCTBEHHO. boiee TOro, reTepoalKiIbHbIE TPYIITBI B COCITIHE-
HUSX 110 HACTOSIIEMY M300pETEHHIO MOTYT COJEpPXKAaTh OKCO- MIIM THOTPYIITY TPH JF0O00M aToMe yriiepoa M
rerepoaToMe, YTO TPUBEAET K CTaOMIFHOMY COCTUHEHUIO. THIHYHBIE TeTepOATKMIBHBIC TPYIIIEI BKIIOYAOT B
cebs 6e3 OTpaHWYCHUS CIHUPTHI, AJIKHIOBBIE 3(UPHI, IEPBUYHbIC, BTOPHYHBIE W TPETUYHBIC ANKUIAMHUHBI, aMH-
IIbI, KETOHBI, CIIOKHBIE d(PUPHI, aTKWICYTbPUIBI ¥ aATKAICYITH(OHBI.

Hcrmonb3yeMblii B HACTOSIIEM OMUCAHUH TEPMUH "TETEPOANKSHII" OTHOCUTCS K allMKIINIECKOMY alKeHH-
7y, B KOTOPOM OJWH WJIA HECKOJIBKO aTOMOB YTJIepojia 3aMEHEHBI aTOMOM KHCJIOPOJa, a30Ta WM CEPHl, IIPU yC-
JIOBUH, YTO YKa3aHHAs [IEIb MOXKET HE COJACPIKATh JiBa Mpuiieraromux aroma O WK JBa MPIICTAIONINX aToMa S.
DTO 03HaYaeT, YTO OJUH MM HEecKoibko -CH; yKka3aHHOTO aIlMKINYECKOTO alIKeHWJIA MOTYT OBITh 3aMEHCHEI
-NH,, uro oauH unu HecKobko -CH,- yKa3aHHOTO aIlMKJIMYECKOTO AIKCHMIA MOTYT OBITh 3ameHeHHI -NH-, -O-
WIX -S- W/WIK 9TO OIUH WU HeCcKobko -CH= yKa3aHHOTO alMKIUYECKOTO aJKEHHIA MOTYT OBITH 3aMEHCHEI
-N=. AToMBI S B yKa3aHHBIX IICTIIX MOTYT OBITH HEOOA3aTEIEHO OKHUCICHBI OJHIUM WM BYMS aTOMaMH KUCIIO-
polia ¢ momydeHHeM CyIb(OKCHIOB U CYIb(OHOB COOTBETCTBEHHO. boliee TOr0, reTepoaKMIbHEIC TPYIIIBI B
COEIMHEHUX TI0 HACTOAMIEMY N300pETEHHIO MOTYT COAEP)KaTh OKCO- WJIM THOTPYIILY IIPH JIOOOM aToMe yrie-
pola WM rerepoaToMe, YTO MPUBEAET K CTAOMIBHOMY COEAMHEHHIO. TakuMm o0pa3oM, TEPMHUH T'eTEePOATKEHUI
BKITIOUaeT B ce0st uMUHBI, -O-amkenwni, -NH-ankennn, -N(akeHw),, -N(amkui)(aTKeHIWT) U -S-aTKeHUIT.

Hcrmonb3yeMblil B HACTOSIIEM ONMCAHUU TEPMHH '"TETEPOATKHHMI" OTHOCUTCS K alIMKIMYECKOMY alTKHHH-
7y, TA€ OJVH WM HECKONBKO aTOMOB YIJIEpo/ia 3aMEHEHBI aTOMOM KHCIIOpOJia, a30Ta WM CEpPHI, IIPHU YCIOBUH,
YTO yKa3aHHas IIeTlhb MOXET HE COACPKaTh JiBa mpuieraroiux atoma O WiH JBa MPUICTAIONIMX atoMma S. DTo
03HAYaeT, YTO OJIMH MU HecKoNIbKO -CH; yKa3aHHOTO aIllMKIMYeCKOTO alKHHIIA MOTYT OBITh 3aMeHeHBI -NH,,
YTO OJUH WX HeCKOIbKO -CH,- yKa3aHHOTO aI[MKINYECKOTO alKWHUIA MOTYT OBITh 3aMeHeHbI -NH-, -O- win
-S-, 4To onuH wiau Heckoibko -CH= yKka3aHHOTO alMKINYECKOTO aKWHIIIA MOTYT OBITh 3aMCHEHBI -N= W/Win
YTO OJIH WJIA HECKOJIBKO ==CH YKa3aHHOTO aI[MKJIMYECKOTO aJKUHIIA MOTYT OBITh 3aMEHEHBI =—N.

ATOMEI S B YKa3aHHBIX LEMSIX MOTYT OBITH HEOOA3aTEIEHO OKHCICHBI OJJHIM FITU ABYMS aTOMaMHU KHCIIO-
pofa ¢ mosrydeHneM CyIb(pOKCHIOB U CyTb(OHOB, COOTBETCTBEHHO. bomee Toro, reTepoaTKuHIIFHBIE TPYIIIHL B
COEIMHEHUX 110 HACTOAIMIEMY N300pETEHHIO MOTYT COAEP)KaTh OKCO- WIM THOTPYIILY IPH JIOOOM aToMe yrie-
pola WM reTepoaToMe, YTO MPHUBENET K CTAOMIHHOMY COCOMHEHHUIO. TakuM 00pa3oM, TEPMHUH T'€TEePOATKHHII
BKIItouaeT B ceOs -O-ankunmi, -NH-ankuawm, -N(amkuaamn),, -N(amkwn)(amkuani), N(aakeHwT)(aTKuHIWI) | -S-
ANKWHUIL.

Hcmonb3yeMblii B HACTOSIIEM ONMUCAHUH TEPMHUH '"TeTepOAKHIEH" OTHOCUTCS K ATKWJICHY, T/Ie OJIUH FITH
HECKOJIBKO aTOMOB yTJIepoJa 3aMEHEHBI aTOMOM KHCIOPOJa, a30Ta I CEphl, MPH YCIOBHHU, YTO yKa3aHHAS
[eb MOXKET HE COJCpKaTh JIBa Mpuieraromux aroma O WK Ba NPWICTalOIUX aToMa S. DTO 03HAYaeT, 4To
oIluH WK HeckonbKko -CHj3 yka3aHHOTO ankuiieHa MOTYT ObITh 3aMeHeHBI -NH, W/HiIu 94TO OJMH HIH HECKOJIBKO
-CH,-yka3aHHOTO alKuieHa MOTYT ObITh 3aMeHeHbl -NH-, -O- wim -S-. ATOMBI S B yKa3aHHBIX LEISIX MOTYT
OBITh HEOOS3aTEIHFHO OKUCIICHBI OJHUM HJIH JABYMSI aTOMaMHU KHCIOPOJAA C MOIYYCHUEM CYIb(POKCUIOB H CYIIb-
(hoHOB, COOTBETCTBEHHO. bojee TOro, reTepoaitKiiICHOBBIC TPYIIBI B COSAMHEHISIX 110 HACTOSAIICMY H300peTe-
HHUIO MOTYT COJIEPKaTh OKCO- MM THOTPYIITY MpH JI0O0M aToMe Yyriiepoja WIN reTepoaToMe, 9To MPUBEIET K
CTaOMIILHOMY COETUHEHHIO.
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Hcnonb3yeMblil B HACTOSIIEM OMUCAHUK TEPMUH '"T€TEPOATKEHMUICH" OTHOCUTCS K alIKeHUJICHY, 1€ OJUH
WJIM HECKOJIBKO aTOMOB YTJIEpO/a 3aMEHEHbI aTOMOM KHCIIOPOAA, a30Ta WIIN CEPHI, IPH YCIOBHUH, YTO yKa3aHHAas
[[eb MOXKET He COJAepKaTh JBa Ipuieraromux aroma O Wi JBa NpUIETalomux atoMa S. 3TO 03HA4YaeT, 4To
onuH min Heckonbko -CHj; yka3zaHHOTO ankeHWIeHa MOTYT ObITh 3aMeHEHBI -NH,, 4To OIWH MM HECKOJIBKO
-CH,-yka3aHHor0 amkeHuIeHa MOTyT ObITh 3aMeHeHbl -NH-, -O- win -S- u/niu 9to 0IWH Ui Heckosbko -CH=
YKa3aHHOTO aJKEHWICHa MOTYT OBITh 3aMEeHEHBI -N=. ATOMBI S B YKa3aHHBIX IIETISIX MOTYT OBITh HEOOS3aTEIHHO
OKHCJICHBI OJTHUM WJIH JIBYMS aTOMaMH KHCJIOPOJAA C MOJIYYCHHEM CYITh(POKCHIOB U CyIh(OHOB, COOTBETCTBECH-
Ho. Bomee Toro, rerepoalikeHUIICHOBEIE TPYIIBI B COCIUHEHUSAX TI0 HACTOSIIEMY H300pPETCHUIO MOTYT COIEp-
JKaTh OKCO- WJIM THOTPYIHITY IIPH JIFOOOM aToMe Yriepoja WM IeTepoaToMe, YTO NMPHUBEAET K CTAOMIBHOMY CO-
€AUHEHHUIO.

Hcnonp3yemblii B HACTOSIEM ONMMCAaHUU TEPMUH '"TeTepOANKUHHUIICH" OTHOCUTCS K aJIKMHUIICHY, TA€ OJUH
WJIM HECKOJIBKO aTOMOB YTJIEpO/a 3aMEHEHbI aTOMOM KHCIJIOPOAA, a30Ta WIIN CEPHI, IPH YCIOBHH, YTO yKa3aHHAas
IeNb MOXKET HE COZAEprKaTh ABa Mpuieraromux atoma O WIM J1Ba MPHJIETaONIMX atoMa S. DTO O03HAYaeT, 4To
OJIMH WIN HecKonbko -CH; yka3aHHOTO alKMHMiIEHa MOTYT OBITh 3aMeHeHbI -NH,, 9T0 OJUH MM HECKOJIBKO
-CH;-yka3aHHOTO aJIKWHHJIEHA MOTYT OBITh 3aMeHeHbI -NH-, -O- unu -S-, uto oawH wim Heckoilbko -CH= yka-
3aHHOTO AJIKUHUJIEHA MOTYT OBITh 3aMeHEHbI -N= H/UITK YTO OJUH WA HECKOJIbKO =—CH yKa3aHHOTO aJIKHHUJIe-
Ha MOTYT OBITh 3aMEHEHBI =—N

ATOMBI S B YKa3aHHBIX IEISIX MOTYT OBITH HEOOS3aTENFHO OKHUCICHBI OJHUM HJIM ABYMSI aTOMaMHU KHCIIO-
poJa ¢ moiydeHrneM Cylb(hOKCHIOB U CYIh(POHOB, COOTBETCTBEHHO. bojee Toro, rerepoaaKuHUICHOBBIE TPYIIIHI
B COCAMHEHHSX 10 HACTOAIMIEMY W300pPETEHHIO MOTYT COJEPKATh OKCO- MIIM THOTPYHILY IIPH JI0O0M aToMe yT-
JIepoAa WK reTepoaToMe, UTO IPUBEAET K CTa0MILHOMY COSMHEHHIO.

Hcnonp3yeMslil B HACTOSIIIEM ONMMCAHUM TEPMHUH "apui' o3HayaeT apoOMAaTU4ECKUN YIJIEeBOJOPOIHBIN pa-
Jukai u3 6-20 aTOMOB yTiIepoa, MoJy4YeHHbIH ylaleHHeM BOAOpoia OT aToMa yriieposia UCXOAHOH apoMaTHyie-
CKOH KOJIBIIEBOW cHUCTeMBI. THIIHMYHbBIE apHiIbHBIEC TPYIIBI BKIIOYAIOT B ce0s 6e3 orpannueHus 1 KojipLo, mwim 2
WM 3 KOHJICHCUPOBAaHHBIX BMECTE KOJIbIIA, PaANKAIbL, OJTy4YeHHbIe N3 OeH3oia, HaTaanHa, aHTpaneHa, oude-
HWIA | T. TI. TepMuH "UCXOMHAS apoMaTHdecKas KoJbIeBas CUCTeMa" 03Ha4aeT MOHOIMKIMIECKYIO apoMaTH4e-
CKYIO KOJIBLIEBYIO CHCTEMY WM OW- WM TPUIIMKINIECKYIO KOJBIIEBYIO CHCTEMY, B KOTOPOil 10 MEHBIIEH Mepe
OITHO KOJBIIO SIBIISIETCSI apOMaTHYECKUM. TakuM 00pazoM, COTIACHO HACTOSIIEMY BAPHAHTY OCYIIECTBICHUS
TUIIYHBIE apIUIbHBIE TPYIITEI BKIIIOYAIOT B ce0st 63 orpaHndeHus | Koiblo, Win 2 Wik 3 KOHICHCUPOBAaHHBIX
BMeECTe KOJbIla, pajuKajbl, MOJydeHHbIe W3 OcH30Jya, HadTanwHa, aHTpareHa, Oudenwn, 2,3-muruapo-1H-
uHAeHWNa, 5,6,7,8-reTparuaponadranenmia, 1,2,6,7,8,8a-rexcarupoanenadruinenuna, 1,2-guruapoamnenadru-
neHwuna v T.1. KOHKpeTHbIe aprilbHbIE TPYIIIBI IPEACTABISIOT co00l (eHmt u HadTHII, 0cOOCHHO (heHMII.

Hcnonp3yeMslii B HACTOAIIEM OMUCAHUU TEPMHUH "apuaankumn" Wwin "apulankui-" OTHOCUTCS K allUKIHue-
CKOMY aJIKMJIBHOMY paJvKally, B KOTOPOM OJJMH M3 aTOMOB BOJOPO/a, KOTOPBIH CBsI3aH C aTOMOM YIJIEpoJia, TH-
MMYHO, TEPMHHAIBHBIM WK SP3 aTOMOM YIJIEpO/ia, 3aMEHEH apHiIbHBIM PaanKaioM. THIIHYHbIE apUIIalIKUIIEHBIE
TpYIBI BKIIOYAIOT B cedst 0e3 orpannyenus, Oensui, 2-penmmran-1-un, 2-geHmmren-1-m1, HahTuaMeTw, 2-
HaQTWIDTI ¥ T.I. ApWIANKWIbHAS TPYNNa COAEPKUT OT 6 1o 20 aToMOB yriepoaa, Harpumep, aaKHUIbHBIH
(parMeHT apwIaTKWIHLHON TPYIIIBI COJIEPKUT OT 1 10 6 aTOMOB yriiepoja U apiIbHEIH (parMeHT COAEPIKHUT OT
5 no 14 aromoB yriepoaa.

Hcmonb3yeMblii B HACTOSIIEM ONMCAaHUN TEPMHH "apHIIaTKeHWT" WITH "apyTaKeHU-" OTHOCUTCS K aIluK-
JMYECKOMY aIKCHWIHPHOMY paJHuKaly, B KOTOPOM OIWH M3 aTOMOB BOJOPOJA, KOTOPHII CBSA3aH C aTOMOM yTJie-
poa, 3aMEHEH apIIIbHBIM PaUKajoM. ApIJIaIKeHWIbHAS TPYIIa COIep XuT oT 6 mo 20 aToMOB yriepoaa, Ha-
NpUMep, aIKCHWIBHBIA (parMeHT apHiIaIKeHWILHON IPYIIBI COAEPXKHUT OT 1 0 6 aTOMOB yriiepona W apuiib-
HBII (hparMeHT comepskut ot 5 1o 14 aToMoB yriepoaa.

Hcnonp3yeMslii B HACTOSILEM ONUCAHUM TEPMUH "apUIalKUHUI" UIH "apUIaJKUHII-" OTHOCHTCS K alluK-
JMYECKOMY QJIKWHUIBHOMY PaJuKally, B KOTOPOM OJIMH M3 aTOMOB BOJOPO/a, KOTOPBIH CBsI3aH C aTOMOM yTJIe-
pola, 3aMEHEH apWIbHBIM PaJuKajIoM. ApHIaJKUHWIbHAS TPYIINa colepXXuT oT 6 10 20 aToMOB yriepoaa, Ha-
NpUMep, aTKUHWIBHBIN (PparMeHT apMIAIKWHUIBHOW TPYIIIIBI COAEPXKHUT OT | 10 6 aTOMOB yriepoaa M apHiib-
HBIA (parMeHT CONEPKUT OT 5 10 14 aToMOB yriiepoaa.

Hcmonb3yeMblii B HACTOSIIEM OMUCAHUH TEPMUH "apHIreTepOaKIIT" WIH "apuiITreTepoakui-" OTHOCHUTCS
K TeTepPOAKHIHPHOMY PaguKaly, B KOTOPOM OJUH W3 aTOMOB BOJOPOIA, KOTOPBIH CBA3aH C aTOMOM YIJIEPOAa,
TUIAYHO, TEPMHUHAIBHBIM WM SP3 aTOMOM YIJIEPOJa, 3aMEHEH apHiIbHBIM PaJUKajIoM. ApPHITeTepOaNKUIbHAS
TpyIIa COAEPKUT OT 6 10 20 aTOMOB yIiIepo/ia, HampuMep, TeTePOATKUIBHBIA (hparMeHT apuiTeTepOATKUIHLHON
TPYIIIBI COACPHKUT OT 1 10 6 aTOMOB yriiepoia U apuiIbHBINA (parMeHT COAEPIKUT OT 5 710 14 aToMOB yriiepoa.

Hcnonp3yeMslii B HACTOSAIIEM OMMCAHUM TEPMUH "apUIreTepoaNKeHun" Win "apuireTepoalkeHuwI-" 0THO-
CHUTCS K T€TepOATKEHWILHOMY PaJHKaly, B KOTOPOM OAMH U3 aTOMOB BOJOPOJa, KOTOPBIH CBSI3aH C aTOMOM YT-
Jepoza, 3aMEeHEH apWIIbHBIM PaJuKaJIoM. ApHIreTepoalKeHIIbHAS IPyIa CoAepkuT oT 6 1o 20 aTOMOB yrite-
pola, HarpuMep, reTepOATKCHIIBHBIN (parMeHT apuireTepoaIKeHWIEHON IPYIIITBEI COAEPKUT OT 1 10 6 aToMoB
yIIIepoia M apyiIbHBIA ()parMeHT colepKUT oT 5 10 14 aToMOB yriiepona.

Hcnonp3yeMslii B HACTOSIILEM OMUCAHUU TEPMHUH "apUIIreTepOAIKUHIIT" UM "apuireTepoanKuHui-" OTHO-
CHUTCS K TeTEPOATKUHIIFHOMY paJHKajly, B KOTOPOM OJWH M3 aTOMOB BOJIOPOJa, KOTOPHIN CBSA3aH C aTOMOM YT-
Jiepojia, 3aMEHEH apIIbHBIM PaJuKaioM. ApHITeTepOaNIKIHHIIbHAS TPYIIa coAepXUT oT 6 10 20 aTOMOB yTJIe-
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polla, HATIPUMEP TeTePOATKHHIIBHEIA (PparMeHT apuiIreTepOATKUHIIEHOM TPYIITBI COACPIKUT OT 1 10 6 aTOMOB
yIJIepoia ¥ apyiIbHBIA ()parMeHT colepKUT oT 5 10 14 aToMOB yriiepona.

Hcmonb3yeMblii B HACTOSIIIIEM OTMMCAHWU TEPMUH "TETEpOIMKI" 03HAYaeT HACHIIICHHYIO, HEHACHIIICHHYIO
WM apOMaTHIECKYIO KOJIBIIEBYIO CHCTEMY C OT 3 j0 18 aTomoB, BKITtO4as 1mo MeHbIner Mmepe onua N, O, S wimu
P. Takum 00pa3oM, reTEPOIMKIT BKIIOYAET B ceOs reTepoapuiIbHbIe TPYIIBL. VCIob3yeMblil B HACTOSIIEM OTIH-
CaHMHM TETEePOIMKII BKIIIOYAET B ce0s B KaueCcTBE MpUMeEpa U He JJIS OTPaHUYEHUS TaKHe TeTEPOIUKIIBI, KOTOPHIe
ommcanbl B Paquette, Leo A. "Principles of Modern Heterocyclic Chemistry" (W.A. Benjamin, New York,
1968), particularly Chapters 1, 3, 4, 6, 7 and 9; "The Chemistry of Heterocyclic Compounds, A series of Mono-
graphs" (John Wiley & Sons, New York, 1950 to present), in particular Volumes 13, 14, 16, 19 and 28; Katritz-
ky, Alan R., Rees C.W. and Scriven E. "Comprehensive Heterocyclic Chemistry" (Pergamon Press, 1996); u J.
Am. Chem. Soc. (1960) 82:5566. Cor;iacHo KOHKPETHOMY BapHaHTy OCYIIECTBJICHHS TEPMHMH O3HAa4yaeT IHpPHU-
JUAIT, JUTHIPOTUPUANI, TETPATHIPOTHPUINT (MUICPUINIT), THA3OIMI, TeTParuIpOTHOPCHHI, OKUCICHHBIN Ce-
poit TerparuapotHodeHWI, (GypaHWI, THEHWI, THPPOIMI, MUPA30IWI, WMHIA30IWI, TETPA30JIHII,
OcH30(hypaHu, THAHA(PTAICHII, WHIOIWI, WHIOJICHIII, XHHOIUHII, U30XUHOIUHWI, OCH3MMUIA30II, THIIe-
PUAMHAT, 4-TIMMEPUAOHWI, THPPOJIUIANHWI, 2-TUPPOJIUIOHUI, MUPPOIUHWI, TeTparuapodypanun, Ouc-
TeTparuApoPypaHui, TeTPAruIpONHpaHI, OHC-TETParuAPOUPAHIII, TeTPATHAPOXUHOIMHINI, TETPAaruIpoOn30-
XUHOJIMHWI, JEKaTuAPOXUHOIMHII, OKTAarHAPOM30XMHOINHIII, a30IHWI, TpuasuHmi, 6H-1,2,5-tnagnazunm,
2H,6H-1,5,2-nuTHa3uHnI, THAHTTPEHUII, TUPAHUI, U300€H30(YypaHIII, XPOMEHMII, KCAHTSHU, ()EHOKCAaHTHHILI,
2H-nmpponuia, W30THA30JNWI, W30KCA30JWII, MHHPA3UHWI, NHPHIA3WHWI, WHIOIM3UHWI, w3omHmonwmr, 3H-
uaponwn, |H-uamazommn, mypuann, 4H-xuHomm3uHMI, (ranasuHmi, HaTHPUANHUI, XHHOKCATUHII, XUHA30-
JUHWJI, IUHHONWHWI, nrepumuam, 4aH-xap6asommn, xkap6azommn, [B-xapOomwHWi, QEHAHTPUIMHNI,
AKPUIUHII, TUPUMHIUHI, (CHAHTPOIUHII, (heHa3HHII, (PeHOTHA3HHIWIT, (Ppypa3aHm, PEHOKCA3HMHUI, H30XPO-
MaHWJI, XPOMaHWI, UMHIA30JIUINHII, IMUAIA30IHHIII, THPA30UAUHIIL, TTHPA3OIHMHII, MUTICPA3UHILI, HHIOIH-
HWJI, M30MHIOJIMHWI, XHHYKIUIUHWI, MOP(QOINHHI, OKCa30IMANHII, OCH30TPUA30IMII, OEH3N30KCA30IIHII, OK-
CHHIONWII, OEH30KCa30IMHII, OEH30THEHIII, OEH30THA30JIMII U M3aTHHOMIL.

TepmuH "rerepoapun” 03Ha4aeT apoOMaTUYECKYIO KOJIBLIEBYIO CHCTEMY U3 OT 5 10 18 aToMOB, BKIIOYast 1O
mensbleit mepe oguH N, O, S wim P, 1, Takum 00pa3om, OTHOCHTCS K apOMaTHYECKUM TeTepoluKiIaM. [IpiuMepsr
reTepoapuia BKIIOYAIOT B ce0s 06e3 orpaHNMYeHHS MHUPUANI, NMHPUAA3UHIUI, THPUMHUIAHII, TTHPA3HHII, BTOP-
TPHUA3HHUII, OKCA30JIHII, IMUAA30IHII, THA3OIWII, H30KCA30IHII, THPA30IHI, H30THA30IMI, Qypai, THSHUI U ITHP-
PO

Hcrmonb3yeMblil B HACTOSIIIEM OMUCAaHUH TEPMUH "HeapOMaTHIECKUI TeTepOIMKI" 03HaYaeT HACHIIEHHYIO
WITM HEHACHIIICHHYIO HEapOMAaTHIECKYIO KOJBIEBYIO CUCTEMY U3 OT 3 10 18 aToMOB, BKIIIOYas IO MEHBIICH Me-
pe omua N, O, S wmm P.

Hcnonp3yemslii B HACTOSIILIEM OMHCAHUU TEPMUH "TETEPOLUKIAIKII" UIH "TeTepOLMKIANKUI-" OTHOCUTCA
K alMKIMYECKOMY aJKHJIBHOMY PaJuKally, B KOTOPOM OJMH W3 aTOMOB BOJODOJa, KOTOPHIN CBSI3aH C aTOMOM
yriaepoja, TUIMWIHO TEPMHHAIBHBIM MU SP3 aTOMOM YIJIEPOAa, 3aMCHEH TeTePOIUKIMYCCKIM DPaTHKAIIOM.
[IprMepoM TeTepONUKIATKMIBHOW TPYIIBI SBISIETCS 2-MUPUIMIMETHICH. [ eTepOlMKIaNKIIbHAS TPYIINa CO-
Jepxut ot 6 1o 20 aTOMOB, HaIIPUMEP ANKIIIBHBIN (PParMEeHT TeTePONUKIATKAIBHOMN IPYIITBI COACPIKUT OT 1 110
6 aTOMOB yTJIepoJia M TEeTEPOIMKINIECKUN (parMeHT COASPIKUT OT 3 710 14 aToMOB.

Hcrmonb3yeMblii B HACTOSIIEM ONMMCAaHUN TEPMUH "TETEPOIUKIIKSHIIT" WK ""TeTEPOIUKIANIKSHIII-" OTHO-
CUTCS K allUKIMYECKOMY aJKEHIJIFHOMY paauKaly, B KOTOPOM OIWH M3 aTOMOB BOJOPOAA, KOTOPBIA CBSA3aH C
aTOMOM YTJIEpO/Ia, 3aMEHEH TeTEePOIUKINIECKUM paguKkanoM. I eTeponnkiagkeHIIbHAS TPYIIa CONEPKUT OT 6
1o 20 aTOMOB, HAIIPUMEP AIKCHIJIBHBIA (YParMEeHT TeTePOIUKIAIKSHIIILHOW TPYIIBI COAEPKUT OT 1 10 6 aro-
MOB YTJIEpPOJIa ¥ TETEPOITUKINIECKII (pparMeHT conepxur ot 3 1o 14 atomoB.

Hcnonp3yeMslil B HACTOSAIIEM OMHMCAHMM TEPMHUH "TE€TEPOLUKIATKUHII" UIH "TeTepOLUKIAIKHHUI-" OT-
HOCHTCS K allMKJINYEeCKOMY aJIKHHIIIBHOMY PaJnKaily, B KOTOPOM OJIMH U3 aTOMOB BOJIOpPO/ia, KOTOPBII CBS3aH C
aTOMOM YTJIEpO/ia, 3aMEHEH TeTEPOLMKINYECKUM PAJIUKAIOM. | eTeponMKIaNKUHIIbHAS TPYIIA COEPKUT OT 6
10 20 aTOMOB, HaIlpUMep ATKUHWIBHBIA ()parMeHT reTepOUHKIAIKHHIIBHON TPYIITBI CONEPXKHUT OT 1 10 6 aTo-
MOB YIJIEpoJia ¥ TeTePOLMKINYESCKUH (PparMeHT copepXHuT oT 3 10 14 aToMOB.

Hcnonp3yeMslil B HACTOSILEM ONMCAHUHM TEPMHUH 'TETEPOLUKITETEPOANKII" WIN "TeTepOLMKIreTepoa-
KAJI-" OTHOCHTCSI K TE€TEPOATKMILHOMY paauKaly, B KOTOPOM OIMH M3 aTOMOB BOJIOpOJA, KOTODPBIA CBSI3aH C
aTOMOM YTJIepOia, THIIMIHO TEPMUHAIBHBIM WM SP3 aTOMOM YTJIEepoa, 3aMCHEH I'eTepPOIKINICCKIM paInKa-
noM. ['eTeponMKITeTepOANKIIIbHAS TPYIIA COACPKHUT OT 6 10 20 aTOMOB, HAIPUMEP T'eTEPOATKUILHBINA (par-
MEHT TeTepOUHKITETEPOATKIIBHOW TPYIIBI COACPKUT OT | 10 6 aTOMOB yrilepoAa M TeTepOIMKINICCKUN
(bparmeHT comepkuT oT 3 10 14 aToMOB.

Hcnonb3yeMblil B HACTOSIIEM OMUCAHMM TEPMHUH '"TETEPOLMKITETEPOANKEHUI" WM "TeTepOLUKITeTepo-
IKEHHUJI-" OTHOCHUTCS K Te€TEPOATKCHWIBHOMY pajinKally, B KOTOPOM OJMH M3 aTOMOB BOJOPOJA, KOTOPBIH CBS-
3aH C aTOMOM YIJIEpoJia, 3aMEHEH TeTEPOLMKIMYECKUM DPaauKalIoM. | eTepolMKiIreTepoakeHIIbHAs TpyIa
COJZIEPKUT 0T 6 10 20 aTOMOB, HaNPUMeEP TeTEPOATKEHUIIBHBIH ()parMeHT IeTepOLUKITeTePOATKEHIIIBHOM IpyTI-
TIBI COJIEPKUT OT | 710 6 aTOMOB yriiepo/ia U reTepPOLMKINYECKUH (parMeHT coiepxHut oT 3 10 14 aTomMoB.

Hcnonb3yeMblil B HACTOSIIEM OMHMCAHUU TEPMHUH 'TE€TEPOLUKITETEPOATKUHII" WIH "TeTepOLUKITeTepO-
ANKWHWI-" OTHOCUTCS K TE€TEPOATKHHUIHPHOMY paJnKaly, B KOTOPOM OJHMH M3 aTOMOB BOJIOPOJIa, KOTOPBIA CBSI-
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3aH C aTOMOM YIJIEpOJa, 3aMEHEH TI'eTePOLMKINYECKIM PaJUKaioM. | eTepolMKITreTepOIKNHUIbHAS TPyTIa
cozepkutr ot 6 no 20 aroMoB, HAapUMeEp TeTEPOATKHMHWIBHBIN (PparMEeHT TeTepoLUKITeTepOATKNHIIBLHO
TPYIIIBI COACPHKUT OT 1 10 6 aTOMOB yIiiepoia U TeTEPOIUKINISCKII PparMeHT COAEePKUT OT 3 10 14 aTOMOB.

Hcmonb3yeMblii B HACTOSIIEM OMUCAHUH TEPMUH "'TeTEpOoapIaIKII" WIH "TeTepoaprialKuiI-" OTHOCHUTCS
K alliKIMYeCKOMY aKWIBHOMY PagiKally, B KOTOPOM OAWH M3 aTOMOB BOJIOPOJa, KOTOPHIN CBSI3aH C aTOMOM
yriaepoaa, THIUYHO TePMHUHAIBHBIM WIH SP3 aTOMOM YTJIEpOJa, 3aMEHEH IreTepOapuiIbHEIM paaukaioM. [lpume-
POM reTepoaprIaIKIIEHONW TPYIIIIEL SBISETCS 2-IMUPHIMIMETIUICH. | eTepoapritaakuinbHas TPYIa COICPIKUAT OT
6 10 20 aToMOB, HaIIpUMep, aJKWIBHBIN (ParMEeHT reTepoapwIaIKWILHON TPyl COASPKUT OoT 1 10 6 aTOMOB
yIIIepoia ¥ TeTepoapuiIbHbBIA (parMeHT COAEPXKHUT OT 5 10 14 aToMOB.

Hcnonp3yemslii B HACTOSAIIEM OMMCAHUM TEPMUH "TeTepoapHIalKeHUI" Win "reTepoapuialkeHuI-" OTHO-
CHUTCS K allMKJIIMYECKOMY QJIKEHWJIBHOMY paJiKaily, B KOTOPOM OJMH W3 aTOMOB BOAOPOJa, KOTOPBIH CBS3aH C
aTOMOM YTJIepo/ia, 3aMEHEH IeTepoapiiIbHEIM paauKkayioM. ['eTepoapuiakeHIIIbHAS TPYTIa COAEPIKHUT OT 6 J10
20 aToMOB, HarpuMep, AIKCHWIbHBIH (parMeHT reTepoapHiIaIKeHUIBHON TPYIIBI COAEPXKHUT OT 1 10 6 aTOMOB
yIIIepoia ¥ TeTepoapuiIbHbIA (parMeHT COAEPXKHUT OT 5 10 14 aToMOB.

Hcmonb3yeMblil B HACTOSIIEM ONMMCAaHUU TEPMUH "'TeTepOoapHIaIKUHILT" WK ""TeTepoapaIKuHIII-" OTHO-
CUTCS K allUKINYECKOMY aJKUHWIBHOMY PaguKaly, B KOTOPOM OJIWH W3 aTOMOB BOJOPOJa, KOTOPHI CBA3aH C
aTOMOM YTJIEpO/ia, 3aMEHEH T'eTepOoapiIbHBIM paJuKaioM. [ eTepoapuinalkKiHUIbHAS TPYIIa COAEPKUT OT 6 10
20 aToMOB, HampuMep, ATKHHWILHBIA PparMeHT TeTepOaPMIATKHHIIIBHON TPYIIIBI COACPIKUT OT 1 10 6 aTOMOB
yTiepoa v TeTepoaprIIbHBIN (parMeHT COACPKHUT OT 5 10 14 aTOMOB.

Hcmonb3yeMblii B HACTOSIIIIEM OMUCAHWHA TEPMHH 'TETEPOApPHIITETEPOATKII" HIH ''TeTepoapuireTepoan-
KWJI-" OTHOCUTCS K TETEPOAIKWIFHOMY paJuKally, B KOTOPOM OIMH M3 aTOMOB BOJOPOZA, KOTOPBIH CBSI3aH C
aTOMOM YTJIepoJia, THIIMYHO TEPMUHAIBEHBIM WM SP3 aTOMOM YTJIepoja, 3aMEHEH IeTepOLMKINISCKUM PaJHKa-
noM. ['eTepoapunreTepoalkmiibHas TPyIIa colepKuT ot 6 10 20 aToMOB, HapUMeEp, reTePOATKHIBHEINA (par-
MEHT TeTepOapuIreTepOANKIIBHON TPYNIIBI COAEPXHUT OT 1 10 6 aTOMOB yriepoja W reTepoapuiIbHbBIN ¢par-
MEHT COJAEPAKHUT OT 5 10 14 aToMOB.

Hcmonb3yeMblii B HACTOSIIIIEM OMUCAHUK TEPMUH "TeTepOapIIIreTePOATKSHII WIN ""TeTepoapuireTepoat-
KEHWI-" OTHOCHTCS K TeTEPOATKCHUIBHOMY PaJiKaly, B KOTOPOM OAMH M3 aTOMOB BOJIOPOJa, KOTOPEIH CBA3aH C
aTOMOM YTJIepOa, 3aMEHEH TeTepOoapiIbHBIM pagiKaioM. I'eTepoapuireTepoarkeHIIIbHAS TPYIIa COASPKHUT OT
6 mo 20 aTOMOB, HalpUMEP TE€TEPOATKEHWIBHBIN (PparMeHT TeTepoapHIITeTePOATKSHIIILHON TPYIIIBI COMEPIKUT
oT 1 10 6 aTOMOB yIJiepo/ia U TeTepPOapIIbHBIN (pparMeHT coaep kut ot 5 1o 14 atomoB.

Hcrmonb3yeMblil B HACTOSAIIEM OTIMCAHUY TEPMHH '"TeTepOoaprIre TEPOATKUHIUT" WIH "TeTepoapuireTepoa-
KUHHI-" OTHOCHUTCS K TE€TEpPOAIKHHUIBHOMY pajiKally, B KOTOPOM OJWH M3 aTOMOB BOAOPOJia, KOTOPHIN CBsI3aH
C aTOMOM YTJIEpO/ia, 3aMEHEH I'eTepOapHIbHBIM PaauKaioM. [ eTepoapuiireTepoaikuHII TPYIIa COAEPKUT OT 6
10 20 aToMOB, HarpuMep, reTepOAKHHIIBHBIN (parMeHT reTepoapuireTepoKNHIIBHON TPYIIIBI COJEPIKUT
oT 1 10 6 aTOMOB yriIeposia M TeTepoapwIbHbIN ()parMeHT COAEPKUT OT 5 10 14 aToMOB.

Hcnonp3yeMslii B HACTOSIILEM ONUCAHUU TEPMUH '"HEAPOMATHUECKUH reTepoluKIaakuI" wiu "HeapoMaTu-
YEeCKUH IeTepOLMKIANKII-" OTHOCUTCS K AlUKIMYECKOMY aJKHJIBHOMY PaJHKajly, B KOTOPOM OAMH U3 aTOMOB
BOJIOPOJIa, KOTOPBIHA CBSI3aH C aTOMOM YTJIepo/ia, THIIMYHO TEPMUHAIHHBIM MM SP3 aTOMOM YTJIepoJia, 3aMEHEH
HEapOMAaTHYECKUM TeTEePOIMKINIECKHM paankajgoM. Heapomarudeckas reTepOIMKIAIKIIBHAS TPYIIa COoxep-
KUT oT 6 10 20 aTOMOB, HapUMep, ATKIIBLHBIA (parMeHT HEApOMATHIECKON TeTePOIUKIATKUIBHON TPYIIIBI
COJIEPKHT OT 1 10 6 aTOMOB yTiiepoia ¥ HeapoOMaTHUECKUN TeTePONUKINISCKUi PparMeHT coaep uT oT 3 o 14
aTOMOB.

Hcnonp3yemslii B HACTOSILEM ONUCAHUU TEPMUH '"HEAPOMATHUECKUH reTepoluKIaIkeHII" Uin "HeapoMa-
THUYECKUH TEeTEPOIMKIIAIIKEHUI-" OTHOCHUTCS K alMKINYECKOMY AIKEHWILHOMY PaJHKaly, B KOTOPOM OJAWH W3
aTOMOB BOZOPOJa, KOTOPHIH CBSI3aH C aTOMOM YIJIEpoJia, 3aMEHEH HEapOMaTHUECKHM T'€TepPOLMKINYECKIM pa-
nukaigoM. Heapomarndeckasi reTeponnKiIaIKeHWIbHAS TPpyIa coaepXuT ot 6 1o 20 aToMOB, HarpuMmep, ajke-
HWJIBHBINA ()parMEeHT HEapOMaTHYECKOH IeTepOLMKIAIKEHIIIBHON TPYIIIBI COJEPKUT OT 1 10 6 aTOMOB yriepoza
Y HeapOMaTHYECKUH TeTePOLMKINYECKII (parMeHT COJIepKUT OT 3 10 14 aTOMOB.

Hcmonb3yeMblii B HACTOSIIIEM OIMMCAaHWW TEPMHUH "HEapOMATHYECKUN TeTePOIUKIAIKHHII" Wi "Heapo-
MaTHYECKHH TeTePOIMKIATKIHAI-" OTHOCUTCS K AllIKINIECKOMY aTKHHUIBHOMY PaIiKaily, B KOTOPOM OIWH U3
aTOMOB BOZOPOAA, KOTOPBIA CBA3aH C aTOMOM YTJIEpOJa, 3aMEHEH HEapOMaTHUCCKIM T'€TePOIUKINICCKIM pa-
mukanoM. HeapoMaTiueckas reTeponnKIaIKUHIUIBHAS TPYTIIa COACPKUAT oT 6 10 20 aTOMOB, HapUMep aJIKH-
HUJIBHBIN ()parMeHT HeapoMaTHIECKOH TeTePOIUKIAIKEHUIBHON TPYIITBI COAEPKUT OT 1 10 6 aTOMOB yriiepoja
1 HEapOMATHYECKHUN TETePOIMKIMIECKUN (BparMeHT COAEPKUT OT 3 70 14 aTOMOB.

Hcnonp3yeMslil B HACTOSILEM ONKCAHUU TEPMUH "HEapOMAaTHUECKUI TeTepOLUKIreTepoankun” i "He-
apOMaTHYECKUIl TeTepOIMKITeTePOAKII-" OTHOCUTCS K T'€TEepOAIKUIBHOMY pajuKally, B KOTOPOM OJWH M3
aTOMOB BOJIOPOJIa, KOTOPBIH CBSI3aH C aTOMOM YIJIEpoJia, THITMYHO TEPMUHAIBHBIM WJIH SP3 aTOMOM yIJeposa,
3aMEHEH TeTepOLMKINYECKIM paaukainoM. Heapomarnyeckas reTeponMKITeTePOATKHIIbHAS TPYIIA CONCPKUT
oT 6 o 20 aToMOB, HapUMeEp, 'eTEPOATKUIBHBINA (PparMEeHT HEapOMaTHYECKOH TeTepOlUKITreTepOaTKIIbHON
TPYINBI COIEPXKUT OT 1 10 6 aTOMOB yriieposa U HeapOMaTHYECKUIl TeTepOLMKINIECKIA (PParMeHT COJEPIKUT
or 3 1o 14 atoMOB.

Hcrmonb3yeMblii B HACTOSIIIIEM OINMUCAHWHM TEPMHUH '"HEApPOMATHUYECKHH TeTEPOIMKITETEPOATKSHIT" WITH
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"HeapOMaTHYeCKUN TeTCPOIUKITCTEPOANTKCHII-" OTHOCUTCS K TeTEPOAIKCHIIIBHOMY paluKairy, B KOTOPOM
OJIMH W3 aTOMOB BOJOPOJia, KOTOPBIM CBsI3aH C aTOMOM YTJIEpOJia, 3aMCHEH HEapOMAaTUYCCKUM TeTePOIHKITHYC-
CKUM pamukaiioM. HeapoMaTudeckas reTeporyKiIreTepoaTkeHImIbHAs TPYyIIa COAepX uT oT 6 1o 20 aToMOB, Ha-
TPUMEp TeTEPOATKEHIUIHHBIN (parMeHT HeapoMaTHIECKOI TeTePOIHKITeTePOAKEHIIIBHOM TPYIIITBI COIEPIKUT OT
1 10 6 aTOMOB yTiIepoa ¥ HeapOMaTHISCKHUI TeTEPOIMKIINISCKIN (parMeHT COAEPKUT OT 3 1o 14 aTomMoB.

Hcmonb3yeMblii B HACTOSIIIIEM OIMMCAHWW TEPMHUH '"HEAPOMATHUIECKHI TeTePOIMKITETEPOATKUHILT" WITH
"HeapOMaTUIECKUI TeTEPOIUKITETEPOATKUHIII-"0THOCUTCS K TETEPOATKUHIIEHOMY PaJIHKAITY, B KOTOPOM OJINH
M3 aTOMOB BOJIOPOJa, KOTOPBIA CBSI3aH C aTOMOM YTJIepoja, 3aMEHEH HEapOMAaTHUYECKHUM TeTePOIMKINICCKIM
paaukanoM. HeapoMaTrueckas reTepolUKIreTepOATKUHIIBHAS TPYIINa COACPKUT oT 6 10 20 aTOMOB, HampHU-
Mep, TeTCPOATKUHHIIBHBIN (PparMeHT HeapOMAaTHUCCKOW TeTEPOIMKITCTEPOANTKUHIIEHOW TPYIIITBI COACPIKUT OT
1 10 6 aToMOB yriepoja ¥ HeapOMaTHYECKUH TeTEPOLUKINUECKUI parMeHT coJepkKuT oT 3 10 14 aToMoB.

B kagecTBe mpuMepa CBs3aHHBIC Yepe3 YIIIepo]] FeTePOIHUKINICCKAE KOJBbIA PEACTABISIIOT COOOH KOJIhb-
11a, CBSI3aHHbIE B MOJIOKEHUU 2, 3, 4, 5 unu 6 nupuauHa, B nojiokeHuu 3, 4, 5 wiu 6 nupuaasuHa, B NOJOKEHUU
2,4, 5 unu 6 TUPUMUIMHA, B TIOJOKEHUH 2, 3, 5 wim 6 nupa3una, nojoxeHuu 2, 3, 4 wiu 5 ¢ypana, TeTparui-
podypana, TrodeHa, MUPPOJIa I TETPATHAPOIUPPOIIA, B TIOJIOXKEHUH 2, 4 WM 5 OKca3oia, UMHUIA30J1a W
THA30J1a, B TTOJIOKEHNH 3, 4 WK 5 W30Kca30Ja, MMpa3olia Uik W30THA30JIa, B TIOJIOKEHUH 2 WIH 3 a3upuIvHa, B
MOJIOKEHNH 2, 3 WK 4 a3eTUANHA, B MOJOKEHUH 2, 3, 4, 5, 6, 7 unu 8 XUHOIMHA WIH B ToJIoKeHuu 1, 3, 4, 5, 6,
7 nnmu 8 n3oxuHOIMHA. bojee THMMYHBIMU CBA3aHHBIMH 4Yepe3 yIIIepod TeTEPOIHKIAMH SBISIOTCS 2-TIHPHINIL,
3-mupuann, 4-TUPUIWTL, S-TIHPUANI, O-TIUPHIWI, 3-TUPUAA3UHWI, 4-MUPUAA3ZHUHII, S-TIMPUAA3HHII, O6-
MUPHUIIA3UHAT, 2-TIHPUMUAWHWI, 4-TIUPUMUAIUHII, S-TUPUMUAIUHII, O-TTUPUMHIUHWI, 2-TTUPa3uHWI, 3-
MUPa3UHWI, S-MUPa3uHWI, 6-MUPA3UHUI, 2-THA30JWI, 4-THA30JWI UK 5-TUa3oiuil. B kadecTBe mpumepa CBs-
3aHHBIC Yepe3 a30T FeTePOLUKIMICCKIE KOJbIA TPEACTABISIFOT COO0M KOJbIA, CBA3aHHBIC B TIOJIOKECHUH | a3u-
pUAMHA, a3eTHAWHA, MUPPOJA, MUPPOIHINHA, 2-MUPPOJIMHA, 3-MUPPOIMHA, UMHUAA30JIa, UMUAA30JIHINHA, 2-
UMHIA30JIMHA, 3-IMUAA30JIMHA, TTHPa30Ja, MUPa30JInHa, 2-TIHPA30JIiHa, 3-MUpa30JInHa, MUICPUANHA, THIICPa3H-
Ha, UHJIO0JIA, WHAONMKMHA, | H-nHna3ona; B monoskeHUu 2 M30MHIOJNA WM W30MHIOJIUHA, B MOJIOKeHHH 4 Mop¢o-
JIMHA ¥ B TMOJIOKeHUH 9 kapOaszona wim -kapOonuHa. boee THIIMYHBIME CBS3aHHBIMHU Yepe3 a30T FeTEePOIUK-
JIaMH SBAsitoTCA 1-asupuaun, 1-asetuaun, 1-nupponun, 1-uMuaazonun, 1-nupazonun u 1-nunepuauHum.

Ecnm HEe oTMEYeHO WHOE, HCITOJIb3yeMbIe B HACTOSIIEM OIMCAHUU TEPMHHBI "aTKOKCH", "IIMKIOATKOKCH",
"apunokcn", "apuiankwiokcu", "TeTeporuKIokcH", "arkuaTHO", "IHUKIOANKHATHO", "apuiTro", "apuIaliKui-
THO" M "TETEePOLMKITHO" OTHOCATCS K 3aMECTHUTEISIM, TC aJKWIbHAs TPYIIa, COOTBETCTBEHHO, IMHKJIOAIKHII,
apWII, apIJIANKWI WUIH TeTePOIHKII (KaXXIbIi M3 HUX OIIPENEeNIeH B HACTOAIIEM ONMCAHUH) MPHCOSINHEHEI K aTo-
My KHCIIOpOJa WIJIM aTOMY CEpBI uepe3 MPOCTYIO CBS3b, HAIPUMED, 0€3 OrpaHMYeHHS METOKCH, TOKCH, ITPOTIOK-
cH, OYTOKCH, THOITHII, THOMETUJ, HEHUIIOKCH, OEH3UIIOKCH, MEPKAaNTOOSH3UI U T.I. DTH JKe ONpeaeNieHus OyayT
MPUMEHCHBI TSl AIKCHIITBHBIX M aJTKUHUIBHBIX PaIUKAIOB BMECTO alKiia. [IpeImoYTUTEeILHBIN aIKOKCH TIPE/-
craBisieT coboit C|_salIkOKCH; Ipyrol MpeanouTHTENbHBII alKOKCH IpencTaBisieT coboi C| 4alKoKCH.

Eciu He 0TMEUYCHO MHOE, HCITONIB3YEMBI B HACTOSIIEM ONMCAHUK TSPMUH TaJIOTCH 03HAYaCT JIF000H aToMm,
BBIOpaHHBIN U3 TPyMIEI, cocrosei u3 ¢propa (F), xmopa (Cl), 6poma (Br) u iona (I).

Ecim He oTMEYeHO MHOE, HCIONB3yeMbIC B HACTOSIIEM OIMCAHWH OTHOCHTEIBHO 3aMEINAIOIICH TpPYIIIbL
TEPMUHBI "3aMeleHHBIN", HAPUMED, B "'3aMeIIeHHOM ankmie", "3aMeeHHoM aJikeHwmIe", ""3aMeIeHHOM allKH-
Hute", "3aMemnieHHoM apwie”, "'3aMeIIeHHOM TeTeponukie”, "3aMeeHHoM apiankmie”, ""3aMelIeHHOM TeTe-
pouuKiIanKuie” U T. M., OTHOCATCS K XUMHYECKUM CTPYKTYpaM, OTPEACICHHBIM B HACTOSIIEM ONHCAHWUH, U TAC
yKa3aHHas THAPOKApOMIbHAS, TeTepOTrHIpOKapOMIbHAS TPYIIa W/ WIH YKa3aHHBIH apHil WM T€TEPOIMKII MOTYT
OBITH HEOOS3aTENILHO 3aMEIEHBI OJJHIM WJIM HECKOJIBKAMH 3aMECTUTENSIMH (MIpenrnouTuTenbuo 1, 2, 3, 4, 5 wim
6), 5TO 03HAYaeT, YTO OAWH HIIM HECKOJIBKO KaXKIBIX aTOMOB BOJOPOJAa HE3aBHCHUMO 3aMCHEHBI 3aMECTHTEIIEM.
TunuIHbIC 3aMECTUTENTN BKIIOYAIOT B ce0s1 O0¢3 OrpaHUYCHUS U COTJIACHO KOHKPETHOMY BapHaHTY OCYIIIECTBIIC-
HUS YKa3aHHBIC 3aMECTUTEIH, HE3aBUCUMO BEIOPAHHEIC M3 TPYIIIBI, COCTOSIICH U3 TaJOreHa, aMUHO, TUIPOKCH-
na, Cymb(TUIPUIIA, alTKWI, ATKOKCH, aJKCHHIIA, aJKCHUJIOKCH, aIKUHUIIA, alIKHHIIOKCH, IIMKJIOATKMIA, IIHKIIO-
ANKCHWIIA, [IUKIIOATKIUHIIIA, TeTCPOATIKIIIA, TeTePOANKCHIIA, TeTCPOATKUHIIIA, apUIIa, TCTEPOITUKIIA, apPHIIAIKH-
Jla, apWIANKCHWIA, apHIAKUHUIA, TeTEPOIMKIIANKIIIA, TeTCPOIUKIATKCHIIA U TeTePOIUKIAIKUHIIA, -X, -Z,
-0, -0Z, =0, -SZ, -S, =S, -NZ,, -N'Z;, =NZ, =N-0Z, -CX; (mammpumep, Tpudropmetmia), -CN, -OCN, -SCN,
-N=C=0, -N=C=§, -NO, -NO,, =N,, -N;, -NZC(0)Z, -NZC(S)Z, -NZC(0)O", -NZC(0)0OZ, -NZC(S)0Z,
-NZC(O)NZZ, NZC(NZ)Z, NZC(NZ)NZZ, -C(O)NZZ, -C(NZ)Z, -S(0),0’, -S(0),0Z, -S(0),Z, -0S(0),0Z,
-0S(0),Z, -0S(0),0’, -S(0),NZ, -S(O)Z, -OP(0)(0Z),, -P(O)(0OZ),, -P(O)(O),, -P(O)(OZ)(O’), -P(O)(OH),,
-C(0)Z, -C(0)X, -C(S)Z, -C(0)0Z, -C(0)O', -C(S)0OZ, -C(0)SZ, -C(S)SZ, -C(O)NZZ, -C(S)NZZ, -C(NZ)NZZ,
-0C(0)Z, -0OC(S)Z, -OC(0)0", -OC(0)0Z, -OC(S)0OZ, roe xaxaplii X HE3aBUCHMO TPEACTABIAECT COOOH rajo-
reH, BerOpannsbiid 3 F, Cl, Br wiu [; u kaxapiil Z He3aBHCUMO TIPEACTABISICT coO0H -H, ankui, ankeHwW, anku-
HUJI, TETEPOATKIII, TETCPOATKEHHIII, TETCPOATKUHILI, apWJI, TETEPOIUKIL, 3alIUTHYIO TPYIITY MU (hparMeHT mpo-
JICKapCTBa, B TO BPeMs Kak JiBa Z, CBI3aHHBIX C aTOMOM a30Ta, MOTYT OBITh B35ATHl BMECTE C aTOMOM a30Ta, C
KOTOPBIM OHH CBSI3aHBI, C 00pa30BaHHEM TI'CTCPOIUKIIA. AJKUIbHBIC(CHOBBIC), aAIKCHIIBLHBIC(CHOBBIC) U AJIKH-
HUWJIbHBIC(CHOBBIC) TPYIIIBI TAKXKE MOTYT OBITh TI0100HBIM 00pa30M 3aMEIICHBI.

JIro6oe 0003HaYCHHE 3aMECTHUTENS, KOTOPBIH O0OHAPYKEH B OOJIee YeM OJHOM YYacTKE COCIMHEHUS IO Ha-
CTOSIIIIEMY H300PETEHHUIO0, JOHKHO OBITH BEIOPAHO HE3aBUCHUMO.
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3aMecTuTeny HeoOs3aTeNbHO 0003HAa4YeHHI ¢ WM 0e3 cBsizeil. HezaBucumo oT 0003HaueHUI CBS3H, €CIIH
3aMECTHUTEJNb SBIISIETCSI MHOTOBAJICHTHBIM (Ha OCHOBE €r0 TIOJIOKEHHUS B YIIOMUHAEMOH CTPYKTYpE), TOT/Ia Ipe/i-
MOJIararoTCs TFOOBIE U BCE BO3MOJKHBIC OPHEHTAIINN 3aMECTUTENIS.

Hcmonb3yeMblii B HACTOSIIIIEM ONMCAaHUU TePMHUH '"TetepoatoM(bl)" 03HaUaeT aToM, BRIOPAHHBIM M3 a30Ta,
KOTOPBII MOKET OBITh KBaTEPHU3MPOBAHHBIN; KUCIOPOIA M CEPhI, BKIFOUas CyIb(POKCHA U CyIb(OoH.

Hcrmonb3yeMblil B HACTOSIIIIEM OTIMCAHUN TepMHUH "TuApokcu” o3HadaeT -OH.

Hcrmonb3yeMblii B HACTOSIIEM OMUCAHUHM TEPMUH "KapOOHMI" O3HAYaeT aTOM YTriepojaa, CBA3aHHBIA C KH-
CJIOPOJIOM JIBOMHOM CBs3bIO, T.€. C=0.

Hcnonb3yeMblil B HacTOsIIIEM OMKUCAaHUU TepMUH "aMuHO" o3HavaeT -NH, rpynmy.

CoequHEHHS 10 HACTOSIIEMY M300pPETEHHIO HCIIOJIB30BAIN JUIS JICYEHUS WM MPOQUIAKTHKNA BUPYCHBIX
uHpekImii, 0oJee KOHKPETHO, (hITaBUBHPYCHBIX HHPEKIHUH.

dnaBuBupyc sBisercst BUIOM ceMmerictBa dnaBuBupycoB. DTO BHJ BKIIOYaeT B ceOs BUpYC 3amamgHoro
Huna, Bupyc neHre, BUpyC KJIEHIEBOTO dHUE(AINTa, BUPYC JKENTOH JMXOPAJIKH U APYTHE CEpbe3HbIE BUPYCHI,
KOTOpBIC MOTYT BBI3bIBaTh dHIIEe(anuT. OraBuBUpyCH pa3nensioT obmmuii pasmep (40-65 HM), cumMMeTpHIo (MKO-
Ca’JIpUYECKUN HYKJICOKArcu B 000JI0YKe), HyKICHHOBYIO KUCIOTY (TIONOXKHATENBHO-TIOISIPHAs], OJXHOIEIIOYey-
Hast PHK nputGmmsurensHo 10000-11000 ocHOBaHMIT) M BHEITHUH BHI B AJICKTPOHHOM MHUKPOCKOIIE. DTH BUPY-
CBI TIEPEHOCATCS MOCPEICTBOM YKYCOB HH(PHIIMPOBAHHBIM WICHUCTOHOTHM (MOCKHTOM FUTH 3yJHEM).

CoennHEeHHS 10 HACTOAIIEMY M300PETEHHIO SBIISIOTCS OCOOSHHO aKTHBHBIMHE IPOTUB PEIUIMKALINN BUpYyCa
nenre. VI3BECTHO YeThIpe OTIENBbHBIX, HO TECHO CBSI3aHHBIX cepoTumoB ¢uiaBuBupyca aenre (DENV-1, -2, -3 u -
4). [leHre sBISCTCSA YHASMIYHBIM B OONBIIEH YaCTH TPOITMIECKUX U CYOTPONMIECKUX PETHOHOB TI0 BCEMY MHPY,
NPEUMYIIECTBEHHO B TOPOJCKHX M HOIyropoackux obmactax. CormacuHo Bceemupnoit Opranmsanmu 3apaBo-
oxpanenus (WHO) 22,5 mumapaa denoBek, U3 KOTOPBIX | MUJUTMApA AeTel, MOJBEP)KEHbI PUCKY MH(EKINH
DENV (WHO, 2002). Kaxxzap1ii rox BO BceM MUpPE IPOUCXOIUT NprOan3uTensHo oT 50 1o 100 MUIITOHOB city-
yaeB yimxopanku aeHre [DF], monmmusuinoHa cirygaeB ocTporo 3a0osieBaHus!, BEI3BAHHOTO JIeHTe (T.€. TeMOpparu-
yeckast popma nuxopanku nenre [DHF] n moxk npu remopparuueckoii nuxopazake aenre [DSS]) u Oonee uem
20000 cmepteit. DHF ctano riiaBHOE MPUYUHON TOCTTUTAIM3AIMHA U CMEPTH CPEIH ACTeH B dMUAEMHUYECKUX 00-
nmacTsaxX. B oOImie# clI0KHOCTH JCHTe SBISIETCS CaMOM pacipoCTpaHEeHHOW MPHYUHON apOoOBHUPYCHOTO 3a00eBa-
HUsl. 13-3a HeJJaBHUX KPYITHBIX BCIIBIIIEK B CTpaHaX, pacroioxeHHbIX B Jlatnackoit Amepuke, FOro-Boctounoit
Azun u 3anagnoi yactu Tuxoro Okeana (Bkimouas bpaswuuto, ITyapro-Puxo, Benecyany, Kambomky, Uamone-
3o, BretHam, Tannann), B mocineHre TOABI KOJMYECTBO CIy9aeB JIEHTe CHIIBHO yBEIHYMIOCh. He Tombko Ko-
JIMYECTBO CITy4acB JICHTe BO3PACTAET, IMOCKOJBKY 3a00JI€BaHUS PAaCHpPOCTPAHSIOTCS HAa HOBBIE 00JAcTH, HO H
BCTIBIIIKH UMEIOT CKJIIOHHOCTB OBITH 00JIee Cepbe3HBIMH.

Jlist npepynpesxaeHust 1/ 60pbObI ¢ 3a00JIeBaHIEM, BBI3BAaHHBIM JICHT'€, €AMHCTBEHHBIMU JOCTYITHBIMHU
Croco0amMy B HAcTOsIIEe BPEMS SIBISIOTCS CTPATETHH MCTPEOJIEHUS MOCKHTOB JUIS OOpPBHOBI ¢ NMEPEHOCUMKOM.
XoTs B pa3paboTKe BaKIMH MPOTUB JICHTE JIENIAIOTCS YCIEXH, TAK)KE BCTPEYaeTCsi MHOTO CIIOKHOCTeH. OHHM Tpe-
JyCMaTpUBAIOT CyIIECTBOBaHHE (DEHOMEHa, Ha3bIBAEMOT0 3aBUCHMOE OT aHTHTena ycuienue (ADE). M3zneuenne
OT MH(EKUNY, BHI3BAHHOW OJHUM CEPOTHIIOM, AAeT MOXKM3HEHHBIH MMMYHHTET NPOTHB TaKOTO CEPOTHIA, HO
o0ecrieunBaeT TOIBKO YAaCTHYHYIO M BPEMEHHYIO 3allUTy OT MOCiexyrouieil nH)EeKInu, BHI3BaHHOW OIHUM H3
Ipyrux Tpex cepoTuroB. [locie WHOUIMPOBAHUS APYTUM CEPOTHUIIOM IIPEIICCTBYIONINE TeTEPOJIOTHUCCKIE
aHTHTEeNa 00pa3yloT KOMITIEKCH ¢ 3aHOBO MH(QHUIMPYIOIMINM CEPOTHUIIOM BHpYyca ICHTe, HO HE HEUTPaIH3yIOT
nmatoreH. BmecTo 3TOro momaraim, 9To BXOJ BHpYyca B KIETKH OOJIErdeH, YTO MPUBOIUT K HEKOHTPOIHUPYEMOMH
peIUTHKaIMy BUpyca 1 6oiee BRICOKOMY MHKY THTPOB BHpyca. Kak mpu mepBHYHBIX, TAK W BTOPUIHBIX MH(]EK-
UsIX, 0oJee BBICOKHE THTPHI BUPYCOB CBSI3aHBI C OoJiee cepbhe3HBIMHU 3a00JIeBaHUsIMH, BBI3BaHHBIMU aeHTe. [lo-
CKOJIbKY MaTEepHHCKHE aHTHUTEa MOTYT JIETKO MEPEXOJUTh K PEOCHKY IPH KOPMIICHHHU TPYABIO, 3TO MOXKET OBITH
OJTHOM M3 MPUYMH, IO KOTOPOH JIeTH OoJiee MOJBEP)KEHBI CEphbe3HOMY 3a00JICBaHUIO, BHI3BAHHOMY JEHTE, YeM
B3pOCIIbIE.

B noxanuzanmsx ¢ AByMsl WIIM HECKOJIBKMMH CEPOTHIIAMH, PAcIIpOCTPAHSIONIMMHUCS OJHOBPEMEHHO, TaKKe
Ha3bIBAEMBIX THIICPIHIEMHUUECKHE O0JIACTH, PUCK CEPbe3HOro 3a00JIeBaHMS JEHTE CYIICCTBEHHO BBIIIE H3-32
TIOBBIIIEHHOTO PUCKA TTOABEPTAHM BTOPUIHOM, Oosiee TsoKenoi nHdpeKwn. bonee Toro, B CUTyallnu TUIIEPIH-
JEMHUH BEPOSTHOCTD MOSABIICHHUA OOJiee BUPYJICHTHHIX IITAMMOB yBEJIHUYEHA, YTO B CBOIO OYEpE/Ib yBEIMIMBACT
BEPOSITHOCTh reMopparndeckoir Gopmsl Jimxopaaku nenre (DHF) wn moka npu reMopparudaeckor JIMxopaake
JICHT®E.

[Ipu wcronp30BaHUM OJHOTO WIIM HECKOJIBKHX COCOMHEHHI MO HACTOAIMIEMY M300PETCHHIO M OTIpelie-
JICHHBIX B HACTOSIIEM ONHUCAaHUH (HOPMYIT

coeuHeHUE(s1) MOXKET(TyT) ObITh BBEACHO(HBI) )KUBOTHOMY HJIM MIJICKOMHUTAIONMIEMY (BKITIOYAs YEJIOBEKa),
KOTOPOTO JIieyar, JJF0OBIM CIIOCO00M, XOPOIIO U3BECTHBIM U3 00JAaCTH TEXHUKH, T.€. IEPOPAIbHO, HHTPaHA3AIIb-
HO, TIOJIKOYKHO, BHYTPUMBIIICYHO, BHYTPUKOKHO, BHYTPUBCHHO, BHYTPHAPTCPUAIFHO, TAPESHTEPAITHLHO UITH KaTe-
TepHu3anueil;

TepaneBTHYeCKH d(P(PEKTHBHOE KOJIMYECTBO IOJIyYEHHOTO(bIX) coequHeHHsI(if), 0COOCHHO Uil JIEYCHUS
BUPYCHBIX MH(EKIMH y IO M IPYrUX MIIEKONUTAIONINX, IPEIIOUYTUTEIEHO PEACTaBIseT coboli (raBuBHU-
PYCHOE peIUTHKAIIIOHHOE HHIHOUPYIoIIee KOMNIeCTBO (HOPMyYJI, ONPEIEIIEHHBIX B HACTOSAIIEM OIMCAHWH, U CO-
OTBETCTBYET KOJHUYECTBY, KOTOpPOE OOECIeUrnBaeT YPOBEHb IIa3Mbl Mexay 1 mkxr/mu u 100 Mr/mun, HeoOs3a-
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TeabHO 10 Mr/MIL.

Kpome Toro, HacTosiiee n300peTeHUEe OTHOCUTCS K CIIOCO0Y TMPOQUIAKTHKY WM JICUYCHUS BUPYCHBIX WH-
(exmuii y cy0ObeKTa WK NalMeHTa ITyTeM BBEACHUS HYXXIAIOMIEMYCs B 3TOM MAIHEeHTY TepaneBTHIeCKH 3P dek-
TUBHOTO KOJIMYECTBA COSAMHEHHH 10 HacToAmeMy m3o00pereHmio. TepaneBrudecku 3((HEeKTHBHOE KOJINIECTBO
coenuHeHU(¥1), 0COOCHHO IS JICUEHUSI BUPYCHBIX MHPEKINH y JIOACH W OPYruX MIICKOIUTAIONIUX, TIPEIoY-
TUTENBHO TIPEACTABISIET c000# (hIaBUBHPYCHOE PEIUTMKAIIMOHHOE MHTHOMpYyromee KommdecTBo. Iloaxomsmas
JIO3UPOBKA, KakK MpaBuiio, Haxoautcs B nuanazone oT 0,001 mo 60 mr, Heobs3arenpHo oT 0,01 10 10 Mr, HEOOsI-
3arenbHO OT 0,1 70 1 MT B CyTKM Ha KT Macchel Teja JIoAeHd. B 3aBHCHMOCTH OT MaTOJOTHYECKOTO COCTOSHIS,
KOTOpOE JieuaT, ¥ OT COCTOSHHS MAIlMeHTa yka3zaHHOEe ()()EeKTUBHOE KOJIHMYCCTBO MOXKET OBITH pa3ieicHO Ha
HECKOJIBKO MOIbEIMHHULL B CYTKHU MM MOXKET OBITh BBEICHO MPU MHTEPBAJaX OoJiee YeM OIHU CYTKH.

B Gosee oO1mmem cMbicie, HacTosIIee H300peTeHHE OTHOCHTCS K coefmHeHusIM ¢popmyisl (B) u (G), u Bcem
€ro BapHaHTaM OCYIIECTBICHUS, MPUMEHUMBIM B Ka4eCTBE ar¢HTOB C OMOJIOTHYECKON aKTUBHOCTBIO (B YacTHO-
CTH, C MIPOTHBOBUPYCHOIN aKTHBHOCTHIO) WJIM B KaUCCTBE ITUATHOCTUYCCKUX arcHTOB. J00Oe W3 MpHMCHCHHUH,
YIOMSHYTBIX OTHOCUTEIHFHO HACTOSIIETO M300PETEHHUS, MOKET ObITh OTPAHUYCHO HEMEINIIMHCKUM PUMCHEHU-
€M, HeTepareBTHUECKUM MIPUMEHEHHEM, HEIHarHOCTHIECKUM NPIMEHEHHEM TN UCKITIOYUTENBHO in Vitro mpu-
MEHECHHEM, WIH IPUMEHEHHEM, CBI3aHHBIM C KJIETKaMH, OTIAJICHHBIX OT JKHBOTHOTO.

B 6onee obmiem cMpiciie, HacTosIIee H300peTeHrne OTHOCUTCS K coeauHeHusM dhopmyisl (B), (G) u (H),
BCEM €r0 BapHaHTaM OCYIIECTBICHHUS, IPUMEHNUMBIM B KAa4eCTBE arcHTOB C OHMOJIOTHYECKOW aKTHBHOCTHIO (B
YaCTHOCTH, C IPOTHBOBUPYCHON aKTHBHOCTBIO) WM B KA4E€CTBE IHATHOCTHYECKHX areHTOB. JIroboe m3 mpume-
HEHHUH, YIMOMSHYTHIX OTHOCHTEIBHO HACTOAIIETO HW300pPETCHUS, MOXET OBITh OrpaHHMYEHO HEMETUIIMHCKUM
MPUMEHCHUEM, HETCPATICBTHYCCKIM MPUMEHEHHEM, HETUATHOCTHUCCKUM IIPUMCHEHUEM FUTH HCKIIOYUTENBHO in
Vitro mpuMeHEeHUEM, WU IPUMECHEHUEM, CBSI3aHHBIM C KJICTKAMU, OTIAJICHHBIX OT )KHBOTHOTO.

CrienanucThl HACTOSINEH 00J1aCTH TEXHUKH TAaKXKe MPHU3HAKOT, YTO COCAWHCHHS MO HACTOSIIEMY H300pe-
TEHHUIO MOTYT CYIIECTBOBATh BO MHOTHX Pa3JIMYHBIX COCTOSHUSIX MPOTOHUPOBAHUS B 3aBUCHMOCTH, CPEIH MPO-
4ero, oT 3HaucHus pH ux okpyxkaromied cpenpl. Torma kak mpecTaBICHHBIC B HACTOSIIEM OMHMCAHUH CTPYKTYP-
HBIEe (POPMYIBI TIPEICTABISIOT COSAMHEHMUS TOJNBKO B OAHOM M3 HECKOIBKHX BO3MOKHBIX COCTOSTHHU HMPOTOHH-
poBaHus, OyJIeT MOHITHBIM, YTO 3TH CTPYKTYPHI SIBISIOTCS TONBKO WUITIOCTPATUBHBIMH M YTO HACTOSAIIEE M30-
OpeTeHne HEe OrpaHNYEHO HUKAKUM KOHKPETHBIM COCTOSTHHEM IPOTOHHPOBAHMUS - OAPAa3yMeBAETCs, UTO JI000e
1 BCE MIPOTOHMPOBAHHBIE ()OPMBI COSAMHEHHUH MOANAIAI0T IO 00BEM HACTOSIIETO H300pETCHNUSI.

Hcmonb3yeMblii B HACTOSIIEM OIMCAaHUU TepMUH "(hapMarieBTHUECKH pHeMIIeMbIe COJTU" 03HAYaeT Tepa-
MEBTHYECKN aKTUBHBIE HETOKCHYHBIE COJIEBBIE (POPMBI, KOTOPBIE CITIOCOOHBI 00PAa30BBIBATh COCAMHEHUS yKa3aH-
HBIX B HACTOSIIEM OMUCcaHuU (opmyi. TakuMm o0pa3oM, COCIUHECHHUS IO HACTOANICMY U300pETCHHIO Heo0s3a-
TEJNIEHO BKITIOYAIOT B ceOS COJM MPECTABICHHBIX COCIUHECHUMH, 0COOCHHO, (papMalleBTUIeCKU PUEMIICMBIC He-
TOKCUYHBIE COJIM, COJEep Kalllie, HalpuMep, Na’, Li", K", NH4", Ca*' u Mg2+. Takue conu MOTYT BKJIIOYATh B
ce0st cONTM, KOTOPBIC MOTyYCHBI KOMOWHAIIMEH COOTBETCTBYIOIIUX KATHOHOB, TAKMX KaK HOHBI MICJTOYHBIX U IIIe-
JIOYHO3EMEIIFHBIX METAIUIOB MIJIA HOHBI aMMOHHS U YCTBEPTHUYHBIX aMUHO C aHUOHHBIM (PParMEHTOM KHCIIOTHI,
TUIINYHO, KapOOHOBOM KUCIOTHL. COCAUHEHHUS 110 HACTOSIIEMY H300PETCHUIO MOTYT HECTH HECKOJIBKO MOJIOKU-
TENBHBIX WM OTPHUIATENHFHBIX 3apsamoB. CyMMapHBIH 3apsAa COCTMHEHHU M0 HACTOSIIEMY M300PETCHHIO MOXKET
OBITH WIIN TTOJIOKUTEIHHBIM, FJIM OTpPHIATeNFHBIM. Kak mpaBumiio, Io0bIe CBA3aHHBIE TPOTHBOMOHBEI 00YCIIOBIIE-
HBI crtoco0aMy CHHTE3a W/MIIN BBIJICJIEHUS, TP IIOMOIIHA KOTOPBIX MOIYYald COSTUHCHUA. THUINYHBIC TPOTHUBO-
MOHBI BKITIOYAIOT B ce0s1 0€3 OrpaHndYeHUs] aMMOHNN, HATPUH, KaJIWii, TUTHH, TaIABI, alleTaT, TpUPTOparerar, u
T.I., U X cMecd. byzner MoHATHO, 9TO HASHTUYHOCTD JIFOOOTO CBSI3aHHOTO MPOTHBOMOHA HE SBIIAETCS KPUTHUC-
CKUM TPU3HAKOM HACTOSIIETO H300PETCHUS U YTO HACTOSIICE N300PETEHUE OXBATHIBACT COCTUHCHUS COBMECTHO
¢ JOOBIM THUIIOM TNPOWBOHMOHA. bolee TOro, MOCKOJIBKY COCAMHEHHS MOTYT CYIIECCTBOBATH B MHOTOOOPa3HBIX
pa3Iu4HBIX (opMax, MPeIyCMaTPUBACTCS, YTO HACTOSAIICe N300pETEHUE OXBATHIBACT HE TOJIBKO (DOPMBI COCIU-
HCHHI, KOTOPBIC CBSA3aHBI C IPOTHBOMOHAMY (HAIIPUMED, CYXHUE COJIN), HO TaKKe U (POPMEI, KOTOPEIC HE CBSI3aHBI
C MPOTHBOMOHAMU (HATIPHMEp, BOJHBIC WM OPraHHMYECKUE PacTBOPHI). Kak mpaBmiio, METalTMYECKUE COIH TO-
JyJaii MyTeM OCYIICCTBICHUS B3aUMOJICHCTBHS THIPOKCHIA METaJUIa C COCTUHCHHUEM TI0 HACTOSIIEMY H300pe-
TeHmo. [IpuMepsl MeTaNIMIEeCKUX COJIeH, KOTOPBIE TOTyJaln TaKUM 00pa3oM, MPEACTaBIIIOT COOOH CONH, CO-
nepxaume Li', Na" u K. MeHee pacTBOpuMasi MeTaITMUECKas COTb MOYXKET ObITh OCAX/ICHA U3 pacTBOpa Oonee
pPacTBOpUMOM COJH IMyTeM J00aBICHUS MOIXOASAIIETO0 COeANHEHU MeTaia. Kpome Toro, cosm MOryT OBITH 00-
Pa30BaHBl U3 KUCIOTHOTO JOOABIIEHUS OMpPEIEICHHBIX OPTraHWYECKUX M HEOPTaHWIECKHX KHCIIOT K OCHOBHBIM
[EHTpaM, THIIMYHO, aMUHAM, WIIM K KUCJIOTHBIM TpymmaM. [IpuMeps! TakuX HOAXOIAIINX KHCIOT BKJIIOYAIOT B
cebs1, HampuMep, HEOPTaHWIECKHEe KHCIOTH, TaKhe KaK TaJIOMJOBOJOPOIHBIE KHCIOTHI, HAIPUMEpP XJIOPBOIO-
POIHYIO WK OPOMBOJOPOIHYIO KHCIIOTY, CEPHYIO KHCIOTY, a30THYIO KHCIIOTY, (hocHOPHYIO KHCIOTY U T.II.; FITU
OpraHHYECKHEC KHUCIOTBI, TaKWe KakK, HampuMep, YKCYCHas, TIPOIAHOBas, THUAPOKCHYKCycHas, 2-
THIPOKCUIIPOIIAHOBAS, 2-OKCOIPOINAHOBAasi, MOJIOYHAS, IMHPOBHHOTPAJHAS, IIaBelieBas (T.e., dTAHAHOHOBAs),
MAJIOHOBas, sHTapHas (T.e. OYTaHIMOHOBAas KHCJIOTA), MAJICHHOBas, (pymapoBas, s0J0YHAs, BUHHOKAMCHHASI,
JUMOHHAs, METaHCYIL(OHOBAS, 3TAHCYIb()OHOBAsA, OCH30JICYIB(POHOBAS, TAPA-TOIYOICYIH(POHOBAS, IUKIOTCK-
caHcynb(haMoBasi, camuIIoBas (T.e. 2-THAPOKCHOCH30MHAs), Mapa-aMHHOCAIUIIMIIOBAs U T.M. B 3akimoucHwue,
CIIeIyeT MOHUMATh, YTO MPEICTABICHHBIC B HACTOSIIEM OMMCAHUM KOMIIO3HIIUHU COAEpKaT COCTMHEHHUS 10 Ha-
CTOAIIEMY M300PETEHHUIO B UX HEHOHM3MPOBAHHOW, a TaK)Ke BUTTEPHOHHOHN (hopMe W KOMOWHAIINH CO CTEXHO-
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METPUYCCKUMH KOJTHYECTBAMU BOBI, KaK B THIpaTaX.

Takxe B 00beM HACTOSAIIETO U300PETEHUS BKIIFOUCHBI COJTM MCXOIHBIX COCMHCHUI C OJHOW MM HECKOIb-
KAMH aMHHOKHCIIOTaMH, 0COOCHHO, aMHHOKHCIIOTaMHU TPUPOJTHOTO MIPOUCXOKACHHUS, OOHAPYKCHHBIE Kak Oel-
KOBBIE KOMIIOHCHTHI. Kak mpaBmiio, aMHHOKHCIIOTA TIPEICTABIAET COO0I KMUCIOTY, HECYITYI0 OOKOBYIO IIEIb C
OCHOBHOH WJIM KHCIIOTHOW TPYIIION, HAIPUMEP JIM3WH, ApTHUHUH WM TIIyTAMUHOBYIO KHCIOTY, WM HEHTpaib-
HOM I'pynmoi, Takoil Kak IIUIUH, CEpUH, TPEOHUH, aJlaHUH, U30JICULIMH WX JIEHIMH.

CoeMHEeHHS TI0 HACTOSAIIEMY M300PETCHHIO TaKKe BKIIIOYAIOT B CeOsl MX (DU3UOJOTHIECKH MpUEeMIIeMble
comm. [TpuMeps! GU3HOTOTHIECKH TPHEMIIEMBIX COJIEH COSTUHEHUH 10 HACTOSIEMY H300PETEHUIO BKIIIOYAIOT B
ceOsl conu, MONydeHHBIC U3 TOAXOJAIIET0 OCHOBAHUS, HANPHUMEp, MICJIOYHOTO MeTaluia (HampuMmep, HaTpuil),
MIETIOYHO3EMENFHOTO (HAapUMep, MarHuii), aMMOHHUS U NX," (rme X npeacrasiser codoit C-Cy-ankmn). Ou-
3HOJIOTUYECKH MPUEMIIEMBIC COJIM aTOMa BOAOPOJAA WM aMUHOTPYIIIBI BKIFOYAIOT B ce0sl COJIM OPTaHUYCCKUX
KapOOHOBBIX KHUCJIOT, TAKUX KaK YKCYCHas, OCH30MHasi, MoJIouHas, (pymMapoBas, BHHHOKaMEHHasI, MaJCHHOBAS,
MAaJIOHOBas, SI0JIOYHAs, M33TUHOBAs, JIAKTOOMOHOBAsT U SHTApPHAs KHUCJIOTHI; OPTaHHYECKUX CYIh(OHOBBIX KH-
CJIOT, TaKUX KaK METaHCYJIb(OHOBAs, 3TaHEeCYNb(HOHOBas, OCH30JCYNb()OHOBAS M Mapa-TONYOJICYIb(HOoHOBaAS
KHCJIOTHI; 1 HEOPTaHUIECKHUX KUCIIOT, TAKUX KaK XJOPBOIAOPOIHAs, cepHas, ¢pochopHas u cymbhpamoBas KICIO-
ThI. OU3NOJIOTHIECKH TPHUEMIIEMBIE COJTM COSTMHECHHUS, COIECPKAIIETO THAPOKCUTPYIIITBL, BKIIIOYAIOT B ce0s aHH-
OH yKa3aHHOTO COCNMHEHUS B KOMOWHAIMH C TIOIXOSMIIMM KaTHOHOM, TAKUM KakK Na' u NX4+ (rme X TUnH4YHO
He3zaBucuMo BbIOpaH u3 H wim C-Cy-ankwibHOU rpynmel). TeM He MeHee, COJM KHCIOT WIIM OCHOBaHHH, KOTO-
pBIe HE ABISAIOTCS (DU3MOJIOTHIECKH IMPUEMIIEMBIMH, TaKXKe MOTYT OBITh MCIIOJIB30BAHBI, HATIPUMED, TIPH IIOITY-
YEHWH WM OYUCTKE (PU3HOIOTHIECKH IIPUEMIIEMOT0 coenHeHns. Bee conu, MmoTydeHHbIe WIIH HE MTOyYeHHBIC
13 (PU3UOJOTUYCCKU TIPUEMIICMON KUCIIOTHI WJIU OCHOBAaHUS, HaXOIIATCSA B MpejeiiaX 00beMa HACTOSIIETO U30-
OpeTeHus.

[IpeqnovTuTeNPHBIMH ~aHHOHAMH JUII  00pa3oBaHUs  (hapMalCeBTUYCCKH TMPHEMJIEMBIX  KHCJIOTHO-
QIMTHBHBIX COJIEH SIBIIIOTCS aneTar, OeH3oicynb(poHar, OeH30ar, OukapOboHaT, OuTapTpar, OpoMua, d1erar
KaJbIIYs, KAMCUJIAT, KapOOHAT, XJIIOPU, IUTPAT, TUTHAPOXIOPH, ICTAT, JMU3MIAT, ICTONIAT, I3MUiaT, hymapar,
TIIIOLIENTAT, TJIIOKOHAT, TIIyTaMaT, TIHUKOIMIApCaHIIIAT, TeKCHIPE30pIMHAT, THApadaMiH, THAPOOPOMHUL, THA-
POXJIOpHU, THAPOKCHHA(PTOAT, HOANI, W3ETHOHAT, JAKTAT, JJAKTOOMOHAT, MajaT, MajeaT, MaHIeJIaT, Me3HiaT,
METHWIOPOMUJ], METHITHUTPAT, METHIICYIh(aT, MyKaT, HAl3WaaT, HATPAT, Tamoar (3MOOHAT), MaHTOTEHAT, (oc-
(dat/mudocdar, monurasakTypoHaT, CANHMIMIAT, CTeapaT, cydarerar, CyKIMHaT, CyabaT, TaHHAT, TapTpaT, TeO-
KJIaT, TPUITHOIUA U T.11.

[IpennovyTuTensHBIMH KaTHOHAMH IS 00pa3oBaHUs (apMaIleBTHIECKH NPHEMIIEMBIX OCHOBHBIX COJEH
SIBIISTIOTCSI OCH3aTHH, XJIOPIPOKAWH, XOJIHH, AUITAHOIAMUH, STHJICHIUAMHUH, MCTJIFOMUH, MMPOKAWH U T.IL.; U TC,
KOTOpBIC 00pa30BaHbI U3 METAJUIMYCCKUX KATHOHOB, TAKUX KaK AIFOMUHUHA, KaubIMH, JTUTUH, MarHUN, KaIHi,
HATpUH, IIUHK U T.IL.

Hcnonb3yeMblil B HACTOSIIIEM OMHMCAHUU, U €CJIM HE OTMEUEHO MHOE, TEPMHUH "dHaHTHOMED' O3HAYaeT Ka-
JKILYI0 OTIEIBHYIO ONTHYECKH aKTHBHYIO (JOpMY COEMHEHUS 110 HACTOALIEMY N300PETEHHUIO ¢ ONTHYECKOIT Urc-
TOTOM WM SHAHTUOMEPHBIM HM30BITKOM (KaK ONPEACICHO CTAaHIAPTHBIMH CIIOCOOAMH W3 HM3BECTHON 00JacTH
TEeXHUKH) 0 MeHblei mepe 80% (T.e. mo meHpIel Mepe 90% oxHOoro SHaHTHOMEpa U camoe Ooipmiee 10%
JIPYTroro »HAHTHOMEpA), MPEANOYTUTENIRHO, 0 MeHbIeH Mepe 90% u Gonee MpenrnoYTHTENEHO MO MEHBIICH
Mmepe 98%.

Hcmonb3yeMblii B HACTOSIIIIEM OMMCAHWH TEPMHH "H30MeEphI" 03Ha4YaeT BCE BO3MOXKHBIE M30MEpHBIE (op-
MBI, BKITIOYAOIIHE B ceOs TayTOMEPHBIE M CTePEOXUMUIECKHe (POPMBI, KOTOPBIMHI MOTYT O0JIaZaTh COCTUHECHUS
(hopMyJ COTIIACHO HACTOSIIEMY H300PETCHHIO, HO HE BKIIOYAs MO3UIMOHHBIC M3oMephl. Kak mpaBwmiio, mpen-
CTaBJICHHBIC B HACTOSIIEM OTNMCAHUH CTPYKTYPHI SBJISIOTCS MPUMEPAMHU TOJIBKO OJHOU TayTOMEPHOH WK pPe30-
HAHCHOW (DOPMBI COCIMHECHUI, HO TaKKE€ PACCMOTPEHBI COOTBETCTBYIOIIWC AlbTCPHATHBHBIC KOH(UTYpAIIHH.
Ecnu He oTMeUYeHO MHOE, XUMHYECKOe 0003HaYCHHE COeIMHEHNH 0003HaYaeT cMech BCEX BO3MOXKHBIX CTEPEO-
XUMHYCCKIX H30MEPHBIX (DOPM, YKa3aHHBIC CMECH COJICPXKAT BCE THACTCPECOMEPHI H SJHAHTHOMEPHI (TIOCKOJIBKY
coerHEHUS (OpMyI MO HACTOSIMIEMY MU300PETCHHIO MOXKET COJICpXKATh IO MEHBIICH Mepe OJUH XHPATbHBIN
IIEHTP) OCHOBHOM MOJIEKYJISIPHOW CTPYKTYPBI, @ TAKXKE CTCPEOXHMMHUIECCKH YHUCTHIC WM 00OTaIleHHBIE COCTUHE-
HUs. Bojee KOHKpETHO, CTepeOreHHbIe IEHTPBI MOTYT OBITh MK B R-, miu B S-KOH(UTYpanuy 1 MHOTOKpaTHBIE
CBSI3M MOT'YT 00J1a/1aTh WJIH LIKC-, WIIX TPAHCKOH(UTypaIlieH.

UwncTrle M30MEpHBIE (POPMBI YKa3aHHBIX COSAWHEHHWH OMPENEICHB KaK M30MEphl, B OCHOBHOM HE COJIEp-
JKaIue APYruX dSHAHTHOMEPHBIX WIIN TAACTEPEOMEPHBIX (POpPM TOi e OCHOBHOUW MOJIEKYIISIPHOW CTPYKTYphI. B
YaCTHOCTH, TEPMHUH "CTEPEON3OMEPHO YHCTHIH" MM "XUPATHHO YUCTHINH" OTHOCUTCS K COSTMHEHUSM CO CTEPEO-
M30MEPHBIM M30BITKOM 110 MeHbIIeH Mepe npubimsnTensHo 80% (T.e. o mensIeii mepe 90% oxHOTO M30MeEpa
u camoe Oompiree 10% apyrux BO3MOMKHBIX HM30MEpOB), NMPEIIOYTHTENHLHO MO MeHbmield mepe 90%, Gonee
NPEANOYTUTEIBHO 10 MeHbIeH Mepe 94% n HanboJiee MPEaIIOYTHTENIFHO 10 MeHbIueil Mepe 97%. TepMuHbI
"9HAHTHMOMEPHO YHUCTHIH" M '"IMacTepeoMepHO YHUCTHIA" cleqyeT IMOHMMAaTh MOJOOHBIM 00pa3oM, YYHTHIBAs
SHAHTHOMEPHEIN U30BITOK, COOTBETCTBCHHO, TUACTEPEOMEPHBII H30BITOK, pacCMaTPUBACMON CMECH.

Pasnenenne cTepeon3oMepoB BBIMONHSUIA CTAHAAPTHBIMU CIIOCOOAMH, W3BECTHBIMH CIICIIHATIHCTaM Ha-
crosimieit obmactu TexHukn. OUH YHAHTHOMEDP COSAWHEHUS 10 HACTOAMIEMY U300pETEHHIO MOXKET OBITH OTIIEe-
JIeH B OCHOBHOM CBOOOJHBIM OT €r0 IPOTHUBOIIOIIOKHOTO SHAHTHOMEpa CII0cO00M, TakKUM Kak oOpa3oBaHue Iua-
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CTEpCOMEPOB C MPUMEHCHHUEM ONTHYECKH aKTUBHBIX pasznenstonx areHToB ("'Stereochemistry of Carbon Com-
pounds", (1962) E.L. Eliel, McGraw Hill; Lochmuller, C.H., (1975) J. Chromatogr., 113:(3) 283-302). Pa3nene-
HUE U30MEPOB B CMECH MOXET OBITH BBHIMIOJHEHO JIOOBIM MOIXOAIIMM criocodoMm, BKimrodast: (1) oOpasoBaHue
WOHHBIX, THACTEPEOMEPHBIX COJIeH C XMPaJbHBIMH COSAMHCHISIMHA W pa3fieieHre (PaKIMOHHOW KPHUCTAaJIIN3a-
e WM ApyruMu criocobamu, (2) oOpa3oBaHHe TUACTEPEOMEPHBIX COCTUHEHHUN ¢ XMpaJIbHBIMU JAEPUBATU3U-
PYIOLIMMH peareHTaMHy, pa3/ieieHHe TUacTepeoMepOB U MIPEBpAICHUE B YHCTHIC YHAHTHOMEPHI, win (3) >HaH-
THOMEPHI MOTYT OBITh pa3/ieleHbl HEMOCPEACTBEHHO MPH XHPAIBHBIX ycinoBusax. IIpu cmocobe (1) muactepeo-
MEpHBIE COJHM MOTYT OBITH 00pa30BaHBI IyTEM OCYIIECTBICHHSA B3aWMOJICHCTBUS DHAHTHOMEPHO YHCTBIX XH-
paJIBHBIX OCHOBAaHHWH, TaKWX Kak OpyLWH, XWHHH, 3(QEIpuH, CTPUXHUH, a-MeTwiI-b-peHmwmtunamun (amdera-
MUH) H T.II., C aCHMMETPUYHBIMUA COCTUHCHUSAMHU, HECYIIUMHU KUCIOTHBIC ()YHKIIMOHAIBHEIC TPYIIIEI, TAKUE KaK
KapOOHOBas KMCJIOTA U Cyb(OHOBAsI KUCIoTa. /lnacTepeoMepHbIe COIM MOTYT OBITH CIIPOBOLIMPOBAHEI K pa3jie-
JeHuro (pakIMOHHOM KpUCTaUIN3aMeH NIM HOHHOW XpoMaTorpadueil. s pazneneHns oNnTHYECKUX H30MEPOB
AMUHOCOCIMHEHHUH TOOABICHUE XUPATBHBIX KapOOHOBBIX HIIH CYJIb()OHOBBIX KHCIIOT, TAKUX KaK KaM(pOpCyib-
(hoHOBas KUCIIOTAa, BAHHOKAMEHHAS KHCJIOTA, MUHAATIbHAS KHCIIOTA WM MOJIOYHAS! KHCJIOTa, MOKET MPUBECTH K
00pa30BaHUIO TUACTEPEOMEPHBIX COJICH. AJBTEPHATUBHO, CIIOCOO0OM (2) pacieruisieMblii CyOCTpaT MOXKET B3au-
MOJICHICTBOBATh C ONHMM SHAHTHOMEPOM XHPAJBHOTO COSAMHEHHsS ¢ 0Opa3oBaHHMEM THACTEPEOMEPHON MaphI
(Eliel E. and Wilen S. (1994) Stereochemistry of Organic Compounds, John Wiley & Sons, Inc., p. 322). lna-
CTepEOMEpPHBIE COCTUHEHUS MOTYT OBITh 0Opa30BaHBI IIyTEM OCYIIIECTBICHHUS B3aUMOICHCTBUS aCHMMETPUIHBIX
COCIMHEHUH C SHAHTHOMEPHO YHUCTHIMH XHPAIBHBIMH ICPUBATH3UPYIONIMMH pearcHTaMH, TaKHMH KaK MEH-
TaJNbHBIC TPOU3BOIHBIC, C TIOCIEAYIONINM pa3fecHIEM JHACTEPEOMEPOB U THIPOIN30M C MOTYICHHEM CBOOO-
HOTO, SHAHTHOMEPHO oOorameHHoro kcanteHa. Crioco0 onpeaeneHus ONTHYECKOH YHCTOTH BKIIOYAET B ce0s
00pa3oBaHNe XUPATBHBIX CIIOXKHBIX d(DUPOB, TAKUX KAK MEHTHIIOBBIN CIOXKHBIA 3QUp WM CIOXKHBIA 3¢up Mo-
niepa, a-metokcu-a-(tpudropmermn)penmnanerar (Jacob III. (1982) J. Org. Chem. 47:4165), pauemuyeckoit
cMecH M aHanu3 crektpa SIMP Ha mpucyTcTBHE IBYX aTpOonM30MepHUYEcKUX auacTepeoMepoB. CtaOuibHbIE aua-
CTEpeOMepbl MOTYT OBITh pa3/ieNieHbl U BBIICJICHB HOPMabHOK- U o0OparieHo-(a3oBoii xpomarorpadueii ¢ mno-
CIIeIYIONIMMH CITIOCO0aMU pa3lieieHusI aTponu3oMepudecknx HagTmmzoxuHoauaoB (Hoye T., WO 96/15111).
IIpu crioco6e (3) pameMUIecKyr0 CMeCh IBYX aCUMMETPUIHBIX SHAHTHOMEPOB Pa3JelisuIi MPH MOMOIIH XpoMa-
Torpaduu ¢ IPUMEHEHNEM XHPaIbHON HEMOIBIKHOM (ha3bl. IloaxonsmuMu XupaabHBIMHA HETIOIBHKHBIMH (a-
3aMH SIBIISIOTCS, HATIPHMEP, TOIUCAaXapyuabl, B YaCTHOCTH IIPOU3BOIHEIC IIEIUTIONO3H! WM aMuiIo3bl. Kommepue-
CKH JIOCTYITHBIMHU XHPaJbHBIMU HETIOABW)XHBIMH (ha3aMy Ha ocHOBe Hosmcaxapuna sisistorcst ChiralCel™ CA,
OA, OBS5, OCS5, OD, OF, OG, OJ u OK u Chiralpak™ AD, AS, OP(+) u OT(+). COOTBETCTBYIOIIUE IITFOCHTHI
WA TIONBWXHBIE (a3bl IS IPUMEHEHUSI B KOMOWHAIINK C YKAa3aHHBIMHU TIOJIMCAXapUIHBIMA XUPAJTbHBIMH HE-
TMOABIDKHBIMU (ha3aMH MPEACTABISIIOT COOOW TeKCaH | T.II., MOAN(HUIIMPOBAHHBIA CIIHPTOM, TAKUM KaK STaHOII,
n3onponanoa u T.0. ("Chiral Liquid Chromatography" (1989) W.J. Lough, Ed. Chapman and Hall, New York;
Okamoto, (1990) "Optical resolution of dihydropyridine enantiomers by High-performance liquid chromatogra-
phy using phenylcarbamates of polysaccharides as a chiral stationary phase", J. of Chromatogr. 513:375-378).

TepMHHBI IIMC- 1 TPAHC- B HACTOSIIEM OIMCAHUU HCIIOIB30BANIM COTJIACHO HOMEHKIIATYpe 110 XUMHYECKOH
pedepaTBHOI City>kOe M BKIIOYAIOT B ceOsl CCHUIKM Ha TIOJIOKEHHUS 3aMECTHUTENICH Ha KOJBIEBOM (hparMeHTe.
AbGcomroTHasl cTepeoxuMHudeckass KOHQUrypauust coequHeHHH GopmMynsl (1) MoxeT OBITh JIETKO OIpelesieHa
CIEIUAINCTAMU HACTOSMIEH 00IacTH TEXHUKU C MPUMEHEHHEM XOPOIIO W3BECTHBIX CHOCOOOB, TaKMX Kak, Ha-
IpUMep, peHTreHoTpadusl.

CoenuHEeHHS 10 HACTOSAMIEMY M300pPETEHHIO MOTYT OBITH COCTABJICHBI C TPAAWIMOHHBIMH HOCHUTEISIMH H
HAIIOJIHUTEIISIMH, KOTOPBIE MOTYT OBITh BEIOPAHBI COTIACHO CTAaHIAPTHOW NpakTuke. TabmeTku OyayT coaepikaTh
HAIIOJIHUTEIH, TIIMJAHTHI, 3aII0JTHUTENH, CBA3YIOIIKE U T.11. BOIHBIE COCTaBHI NOTYYall B CTEPIIILHON dopme, 1
€CJIM OHH INpeTHa3HauYeHBI ISl JOCTABKH OTJIMYHBIM OT MEPOPaTBHOTO BBEICHHS CIOCOOOM, KaK MPaBHIO, OHU
OynyTt m3oToHmdeckuMHU. CocTaBbl HEOOSM3aTENBHO COAEPKAT HAIOIHHUTENH, KOTophle u3noxensl B "Handbook
of Pharmaceutical Excipients" (1986) u BkiroyaroT B cedsi acKOpOMHOBYIO KUCIJIOTY M APYT'He aHTHOKCHIAHTEHI,
XeNaTHPYIOUINE areHThl, Takue kak EDTA, yriieBo/ibl, Takue Kak JEKCTPHH, THIPOKCHAIKMIIICILTION03a, THIPO-
KCHAJIKMIIMETHIILIEIUTION03a, CTEapUHOBAsE KUCIIOTA U T.II.

Jlanee, ucnonb3yeMblidi IO HACTOSIIEMY HM300pETEHUIO TepMUH "(apMalieBTHYeCKH NpHEMIIEMBIH HOCHU-
Tens'" 03HavYaeT 000 MaTeprall MM BELIECTBO, C KOTOPHIM aKTHBHBIH MHI'PEIUEHT COCTABIICH C LIEJIBI0 00JIer-
YeHHs €r0 HaHECCHUs WM PAacHpOCTPaHEHUs Ha JIOKYC, KOTOPBIHA Jedyar, HapuMep, IyTeM PacTBOPEHHS, THC-
MePTUPOBAaHUS WM PACCEMBAHUS YKa3aHHOW KOMIIO3WIIMH, W/WIIM C IENbI0 OOJETdeHUs ero XpaHeHus, TpaHC-
nopra win o6paboTku 6e3 ocinabnerus ero dpdexTuBHOCTH. PapMaeBTUIECKH TPUEMIIEMBIH HOCHTETh MOXKET
OBITH B TBEPZIOH (popMe, WITH B KUAKOHW, WIM B Ta3000pa3HON, KOTOPYIO CKUMAIH C 00pa30BaHUEM YKUIKOCTH,
T.€. KOMIIO3HIIMHU IO HACTOSIIEMY H300pETEHUIO MOTYT MOIXOASIINM 00pa3oM HCIIONB30BAThCS KaK KOHIICHTpa-
TBI, IMYIIbCHH, PACTBOPHI, TPAHYIISATHI, TyCTHI, CIIPEH, a3PO30JIH, CYCIECH3UH, Ma3H, KPEeMbI, TaOJIeTKH, IeJUICTHI
WJTY TTOPOIIKH.

[Monxonsimue (apmaneBTHYECKHE HOCUTENHN /IS MPUMEHEHHsSI B HEKOTOPBIX (papMarieBTHYECKHX KOMIIO-
3HUIUSIX M UX COCTABE SIBISIFOTCS XOPOIIO N3BECTHBIMH CHEMANIIICTAaM HACTOSIIEH 001aCTH TEXHUKHU, U HET HUKa-
KOT0 KOHKPETHOTO OTPaHWYEHUs] OTHOCHTENIFHO MX BBIOOpA B IpEeiax HacTOsIero n3ooperenus. Takxke oHH
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MOTYT BKJIFOYaTh B ceOs T0OABKU, TaKWE KaK CMAaYHMBAIOIUINC arcHTHI, JUCIICPTraTOPhI, KJICHKIE BEIICCTBA, aJre-
3UBBI, 3MYJIEI'ATOPBI, PACTBOPUTEITH, TIOKPHITHS, IPOTHBOOAKTEPHAIBHBIC U MIPOTHBOTPHOKOBBIC areHTHI (HAIIPH-
Mep, peHon, copOMHOBasE KHCIIOTa, XJIOPOYTaHOI), M30TOHUYECKHE areHThl (TaKhe Kak caxapa WIH XJOpHU Ha-
TpHA) U T.I., IPU YCIOBUH, YTO OHU COOTBETCTBYIOT (papMaIieBTUIECKOH MpakTHKe, T.€. HOCUTEIH U JOOaBKH,
KOTOpBIE HE CO3IAI0T HeoOpaTHMoe MOBPEKACHHE MIEKOMHUTAromuM. dapMalieBTHIecKiue KOMIO3HIINH 110 Ha-
CTOSIIIIEMY U300PETEHUIO0 MOTYT OBITh TIOTYUYEHBI JIFOOBIM M3BECTHBIM CIIOCOOOM, HANIPUMED, OJTHOPOIHBIM CMe-
IIMBaHUEM, TOKPBITHEM HW/WIIM M3MENbYCHHEM aKTUBHBIX WHTPEIUCHTOB OTHOCTAJUMHBIM WM MHOTOCTAIHH-
HBIMH TIPOIIETypaMH C BRIOpaHHBIM MaTepHATIOM-HOCUTEIIEM H, TI0 HEOOXOIUMOCTH, C APYTHUMHU T00aBKaMH, Ta-
KAMH KaK IMOBCPXHOCTHO-aKTUBHBIC arcHTHL. TaKk:Ke OHM MOTYT OBITh IMOJYYECHBI MHUKPOHH3ANHUEH, HAPUMEp, C
LENBI0 OTYYCHUS UX B (hopMe MUKpochep, 0OBIYHO XapaKTePHU3YIOMIMXCS TUAMETPOM OT MPUOIH3UTEIBHO 1 10
10 r™, a IMEHHO JUIS U3TOTOBJICHHS MHUKPOKAIICYII JJIsI KOHTPOIUPYEMOTO WM 3aMEIUICHHOTO BBICBOOOKICHUS
AKTUBHBIX WHTPEITUCHTOB.

Hcnonp3yemsbie B (papMaIleBTUICCKUX KOMITO3UIHSIX MO HACTOSIIEMY H300PETCHUIO MOIXOASIINE TIOBEPX-
HOCTHO-aKTHBHBIC ar¢HTHI, TAK)KE M3BECTHBIC KaK dMYJIbIaTOP WIHA SMYIbCUPHUKATOP, MPEICTABISIIOT COOOU He-
WOHHBIE, KATHOHHBIC W/ aHHOHHBIE BEIISCTBA C XOPOIUIMMHU AMYIbTUPYIOIINMH, TUCIEPTUPYIOMUMHI W/ HITH
CMauMBaIOIINMHU CBOHCTBaMH. [loaxonsmue aHHOHHBIE ITOBEPXHOCTHO-aKTHBHBIE BEIIECTBA BKIIFOUAIOT KakK pac-
TBOPUMBIE B BOJIC MBLIA, TaK M PACTBOPHMBIC B BOJIE CHHTETHUECKHE MTOBEPXHOCTHO-aKTHBHEIE areHTHl. Iloaxo-
JIIMEe MBI MIPEACTABISIOT cOOOM IIENOYHBIC FIIH MIeIOYHO3EMENbHBIC METAUTMUECKHE COJIH, He3aMEII[CHHBIC
WM 3aMEIICHHBIE aMMOHUIHBIE COM BBICIINX JKUPHBIX KHCHOT (Co-Cy,), HapuMep HaTpUEBBIC WIH KaJIUEBBIE
COJIM OJIEMHOBOM WJIM CTE€ApPUHOBOM KUCJIOTHI, MJIM CMECH HATYPATbHON KUPHOU KHCIIOTHI, MTOJIy4aeMble U3 KOKO-
COBOTO Macjia WU TaIOBOTO Macia. CHHTETHYCCKHE MOBEPXHOCTHO-aKTHBHEBIC BEIICCTBA BKIIIOYAIOT B ceOs
HATPHUCBBIC WM KaJBI[HEBBIC COJH IMOJIMAKPIIIOBBIX KHCIIOT; CYIb(OHATH U CYNb(AThl KUPHBIX KUCIIOT; MPOU3-
BOJIHBIC CYNb(OUPOBAHHBIX OCH3MMHIA30JIOB U anKmwiapuicyinbdoHatel. Cyab(poHATH WM CYIb(ATHI KUPHBIX
KHCJIOT, KaK IPABUIIO, HAXOAATCS B (hOpME IICIOYHBIX HIIH MICIOYHO3EMEIbHBIX METAJUIMYECKUX COJICH, He3a-
MEIIICHHBIX AaMMOHUITHBIX COJICH WIIM aMMOHHUIHBIX COJICH, 3aMEIICHHBIX aIKWIBHBIM WK allWJIBHBIM PaJUKaIOM
¢ 8-22 aromamu yriepoja, HapUMep HATPUEBOM WIIM KaJbIIUEBOW COJIM JIMTHOCYJIH(HOHOBOW KHUCIIOTHI WIIH J0-
JIETHICYTb()OKUCIIOTEI M CMECH CYJIb(}ATOB KUPHOTO CIHPTA, MOIYICHHOW M3 MPUPOIHBIX KUPHBIX KHCIIOT,
MIETIOYHBIX WM IEJIOYHO3EMEIBHBIX METAJUIMYECKUX COJNEH CIOKHBIX A(UPOB CEpHON WMIIN CyTh(HOHOBON KH-
CJIOTHI (HaIpuMep, JaypuiICyabdar HATPHS) U CYITb(POHOBBIX KHCIOT aIYKTOB JKUPHOTO CIIUPTA/ITUICHOKCHIA.
TToaxonmsamue cynbupoBaHHBIE OCH3UMUIA30JbHBIE MPOW3BOAHBIE TMPEANOYTHTEIHHO conepkaT 8-22 aTtoma
yraepona. [Ipumeps! anxmiapmwicyib(OHATOB MPEACTABISAIOT cO00I HATpHEBHIE, KAJBIMEBbIC WIH aMHHOCIIHP-
TOBBIE COJIA JOJACHUIOCH30JICYIH(HOHOBOW KUCIOTHI WM TUOYTHIHA(TATHHCYTH(OHOBONH KHCIOTHI WIH TPO-
JyKTa KOHJCHCAIIUN HA(PTaTUHCYJIH()OHOBOW KUCIOTHI/(opManmbaeruaa. Takke MOAXOIAIIUME SIBISIOTCS COOT-
BeTcTBYyIOMHE (hocdaTel, HAPUMEDP, COIH CIOKHOTO dprpa hocHOPHOH KHCIOTH U AATYKT Mapa-HOHWI(EHOIA
C TWICH- W/WIN TPONMICHOKCHIOM, WU Qochomumuasl. [Toaxoasmumu it 3To# nenu GochoTunuIaMu sB-
JSFOTCS. PUPOIHBIC (MIPOUCXOMSAIINE W3 KUBOTHBIX WIIM PACTUTCIBHBIX KJICTOK) WM CHHTeTHYeCKHe Pochou-
MUIBI Ee(aMHOBOTO WM JICHUTHHOBOTO THIIA, TAKHUE KaK, HampuMmep, GpochaTHIUIITaHOIAMIH, (ochaTHIuI-
cepuH, (pochaTHIMITINIEPHH, JU30JCIUTHH, KapIHOJIUNNH, JUOKTaHMI(POCHATUIMIXOINH, AUIATEMUTONII-
(hochaTHAUIXOIHH U UX CMECH.

[Noxxoxasmirie HEMOHHBIE IOBEPXHOCTHO-aKTHBHBIE BEIIECTBA BKIFOYAIOT B 05 OIMITOKCHINPOBAHHBIE U
TIOJIUTIPOTIOKCHIIMPOBAHHBIE PONU3BOJHBIC aJKMI()EHOIIOB, KUPHBIX CIIUPTOB, )KUPHBIX KUCIIOT, alTH(paTHISCKIX
aMHUHOB HJTH aMHIIOB, COJEPIKaIIHe 0 MEHbIIeH Mepe 12 aTOMOB yriepoJa B MOJIEKYJIE, alIKMIIAPEHCYTh(OHATHI
U TUATKWICYTB(OCYKIIUHATHI, TAKHE KaK MPOU3BOJIHBIC MMOJUTIUKOICBOTO 3(hUpa almu(paTHICCKUX U ITUKIOATH-
(haTHYECKUX CIUPTOB, HACHIIICHHBIX W HEHACHIIICHHBIX XXUPHBIX KHUCIOT U aTKWI(QEHOJOB, IPUYEM YKa3aHHBIC
MPOU3BOJHEIE MPEAIIOUTHTENFHO coaepskar 3-10 rpynn riaukoneBoro a¢upa u 8-20 atoMmoB yriepona B (anuga-
TUYECKOM) YTIIEBOJOPOTHOM (pparMeHTe U 6-18 aToMOB yriepoja B alkKWibHOM (hparMente ankuideHomna. Jo-
TOJTHUTENIBHBIC TIOJXOIAIINE HCHOHHBIC MOBEPXHOCTHO-aKTUBHBIC BEUICCTBA IPEACTABIAIOT COOOH pacTBOpH-
MBIC B BOJIC aJIYKTHl TOJHATIJICHOKCHAA C IOJUMPONIICHIIMKOIEM, 3THICHIHAMUHOIOIHIIPOMUICHT UKOJIB,
comepxkamuii ot 1 10 10 aTromMoB yriepoaa B aJKMJIBHOHM IEMH, alyKThl KOTOporo comepkar ot 20 mo 250
TPYII 3THICHIIIHKOJEBOTO ddupa w/unu ot 10 mo 100 rpynn nponmiaeHraInKoIeBoro 3¢upa. Kak npasmio, Ta-
KH€ COSIMHEHHs COAepKaT OT 1 70 5 STHIICHTIMKOJIECBHIX €IMHUI] HA €IUHUILY MPOIMICHTINKONA. THIIIHbIE
MpUMeEPbI HEMOHHBIX MTOBEPXHOCTHO-aKTUBHBIX BEIIECTB MPEICTABIIOT CO00I HOHUII(EHON-TIOIUITOKCUITAHOI,
TIOJITOJIMKOJIEBBIE A(PHUPHI KACTOPOBOTO Macia, aJIyKThl MOJIHUIIPOIIIICHA/ TIOMUATHIICHOKCHIA, TPHOYTHII(EHOK-
CHUIIOJIMATOKCUAITAHOJI, MOTMATHWICHTITUKOIb W OKTHII(EHOKCUIIOIHITOKCHITAHOIL.

CnoxHbBIE KUPHOKHUCIOTHBIC A(UPHI MOJMATHICHCOPOUTAaHA (TaKUe KaK MOJIHMOKCUITHICHCOPOUTAHTPHO-
Jiear), TIUIEPHH, COPOUTaH, caXapo3a M NCHTa3PUTPUTOIN TAKKE MPEICTABIIOT COO0H MOIXOASAIINE HCHOHHEIC
MOBEPXHOCTHO-aKTHBHEIC BEIICCTBA.

[Momxoxasiye KaTHOHHBIC MOBCPXHOCTHO-aKTUBHBIC BEIICCTBA BKJIIOYAIOT B CeOS YCTBEPTHYHBIC aMMO-
HUIHBIC COJIM, B YaCTHOCTH TaJHJbI, COACpKalue 4 yriieBOJIOPOIHBIX paauKaia, HeoOs3aTeIbHO 3aMeIICHHBIC
TaJloTeHOM, ()CHIJIOM, 3aMEIICHHBIM (DEHWIOM WM THUAPOKCHU; HANIPUMED, YCTBEPTHUYHBIC aMMOHHUIHEIC COJIH,
cozeprkaiye B kadecTBe N-3aMecTuTesl o MeHbiei Mepe onuH C8-C22 amkuiIbHBIA pajgukan (HarnpuMmep, Ie-
THIL, JTAYPWIL, TATBMUTIII, MEPUCTIII, OJICWJI U T.II.) M, B KA4EeCTBE JIOTIOTHUTEIFHBIX 3aMECTUTENICH, He3aMeleH-
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HBIC U TAJIOTCHUPOBAHHBIC HI3IINC aTKWIbHBIC, OCH3WIBHBIC W/WITH THAPOKCU-HU3IINE aAKWIEHBIC PaKAaIbL.

Bonee nogpobHOE onmcanue NOBEPXHOCTHO-aKTUBHBIX ar€HTOB, ITOIXOSIIUX /IS ATOH LENTH, MOXET OBITh
obHapyxeHo, HanpuMmep, B "McCutcheon's Detergents and Emulsifiers Annual" (MC Publishing Crop., Ridge-
wood, New Jersey, 1981), "Tensid-Taschenbucw", 2d ed. (Hanser Verlag, Vienna, 1981) u "Encyclopaedia of
Surfactants, (Chemical Publishing Co., New York, 1981).

CoeHEeHHS TT0 HACTOSIIEMY W300pETEHUIO M UX (DU3UOJOTHIECKH MIPHEMIIEMbIE COJIN (Jlaiee COBMECTHO
Ha3BIBAIOTCS AKTHBHBIC MHTPEIUEHTH) MOTYT OBITH BBEJCHBI JTIOOBIM IyTEM, HOIXOIAIINM JJISI COCTOSIHHSA, KO-
TOpOE JIeYaT, MOJXOAAIINE MyTH BKIIOYAIOT IIePOPATBHBIN, PEKTANbHBIA, Ha3aJ bHbIN, MECTHBIN (BKIFOUAs Tia3-
HOM, TpaHCOYKKaJbHBIH M CYOJIMHTBaIbHBIN), BarMHAJIBHBINA M MapeHTEpaJIbHBIN (BKIIIOYasl TOAKOXXHBIN, BHYT-
PHUMBIIICYHbIA, BHYTPUBEHHBIH, BHYTPHKOXXHBIH, 110J000JIOUCUHBI M snuaypaibHbli). [IpeamodyrnTensHbIN
MyTh BBEACHUS MOXKET H3MCHSATHCS, HATIPUMED, C COCTOSIHUCM PEIHUITUCHTA.

Tornaa kak JUIs aKTUBHBIX HHTPEAUCHTOB SBJSCTCSA BO3MOXHBIM BBEJICHUC HX OTACIBHO, MPEAMOYTHTEIBHO
MPEJOCTABIIATh UX B KauecTBe (papmareBTHUECKUX cocTaBoB. COCTaBbI, KaK U JUI BETCPUHAPHOTO MIPUMCHCHUS,
TaK M JJIsl IPUMEHEHHUS YEJIOBEKOM, 110 HACTOSIIEMY H300pETEHHIO COEpsKaT 10 MEHbIIEH Mepe OTMH aKTHBHBIN
MHTPEIUCHT, KaK OMFCAHO BBIIIE, BMECTE C OJHUM WIH HECKOJIBKUMH (hapMaIleBTHICCKH MIPUEMIEMBIMHA HOCH-
TEJISIMH, COOTBETCTBEHHO W HEOOSA3aTebHO APYTUMHU TepaleBTHUCCKUMH WHTpeaueHTaMu. Hocurenb(n) HeoOsI-
3aTeNBHO SABIACTCA(TOTCS) "mpreMIieMbIM(H)" B TOM CMBICIIE, YTOOBI OBITh COBMECTHMBIM(H) C APYTUMHU HHTPE-
IUCHTAaMH COCTaBa M OBITH HE BPEIHBIMHU [UIA MX perunuenTta. CocTaBel conepKaT HOCUTEIH, KOTOPIE OIX0-
JIAIT JUISL TIEPOPATTBHOTO, PEKTAILHOTO, Ha3aJIBHOTO, MECTHOTO (BKIItOUAst TPAHCOYKKABLHBIA U CYOIMHTBATBLHBIH ),
BarvMHAIBHOTO WM MApeHTEPAIFHOrO (BKIIOYAS ITOAKOXHOE, BHYTPUMBIIMICYHOE, BHYTPHUBEHHOE, BHYTPHKOX-
HOe, M07000J109eYHOE U dNHAypajibHoe) BBeaeH!st. COCTaBbI yI00HO MOTYT OBITh NPEACTABICHBI B CTAHIAPTHOH
JIeKapcTBEHHOU (hopMe U MOTYT OBITH ITOJY4EHBI JTFOOBIM U3 CIIOCOOO0B, XOPOIIO U3BECTHBIM M3 00MacTH (apma-
1y, Takue crocoObl BKIIIOUAIOT B ce0sl CTaIUI0 NPUBEJICHUS B 00beIMHEHNE aKTHBHOTO WHIPEANEHTA C HOCH-
TeJleM, KOTOPBIH COCTABIISIET OANH MJIM HECKOJIBKO BCIIOMOTATENbHBIX MHIPEANCHTOB. B 00mieM ciydae, cocTaBbl
MOJy4YaJld IIyTeM PaBHOMEPHOTO U HETOCPEICTBEHHOTO MPHUBEACHHS B 00bEANHEHNE aKTHBHOTO MHIPEIUECHTA C
JKUIKUMH HOCHUTEISIMH WJIA MEJKOTUCIIEPCHBIMH TBEPABIMH HOCHTEISIMH FUIH C TeM, M JAPYTHM H 3aTeM, IpH
HE0OX0IUMOCTH, IPUIAHUS POPMBI MMPOIYKTY.

CocTaBbl IO HACTOAIIEMY H300pETEHHIO, KOTOPHIE MOAXOIAT ISl IEPOPATBEHOTO BBEICHUS, MOTYT OBITH
MPECTaBICHBI KaK AUCKPETHBIC €AWHUIIBI, TAKHE KaK KaIlCyibl, KpaXMalbHBIC KallCyJbl WIHA TaOJIeTKH, Kaxaas
COJZICPXKHT TPEOTIPEICIIEHHOE KOJIMYIECTBO aKTUBHOTO MHTPEINCHTA; B BU/IE TOPOIIKA WM TPAaHyJl; B BUIE pac-
TBOpA WM CYCICH3MH B BOJHOM YKMIKOCTH WM HEBOIHOM XHUIKOCTH; WIIM B BHJE KUAKOH dMYIBCHU MaclO-B-
BOJIC WJIM KUAKOW SMYJIbCHU BOJA-B-Macjie. AKTUBHBIA HHTPEAUCHT TaK:KE MOXKET MPUCYTCTBOBAThH Kak 00IIIOC,
JJIEKTyapuil WK macTa.

TabneTka MOXET OBITH IOJTYYCHA ITYTEM CIABIMBAHUS WU IPECCOBAHMS, HEOOSI3aTEIHHO C OJJHUM WM He-
CKOJIbKAMH BCIIOMOTATeIbHBIMHI HHTpereHTaMu. CIaBlieHHBIC Ta0JIETKA MOTYT OBITh TOJXYYEHBI ITyTEM CIHaB-
JUBAHUS B IOAXOJSAIIEM YCTPOWCTBE aKTHUBHOTO MHTPEIUCHTA B CHITyYel (popme, HalpuMep, B BUJC TOPOIIKA
WM TPaHyJI, HeoON3aTeIbHO CMENIAHHOTO CO CBSI3YIOLIMM, CMAa3bIBAIOIINM BEIIECTBOM, HHEPTHBIM pa30OaBHTe-
JieM, KOHCEPBAaHTOM, IOBEPXHOCTHO-aKTHBHBIM WM JHCHEPTHPYIOMMM areHToM. CrpeccoBaHHBIE TabJIeTKH
MOTYT OBITh MOJIyYECHBI IPECCOBAHUEM B MOIXOAANIEM YCTPOICTBE CMECH HOPOIIKOOOPAa3HOTO COCIMHEHUS, YB-
JTQ)KHEHHON WHEPTHBIM XHUAKUM pa30aBuTeneM. TaOlleTKu HE0OSA3aTENbHO MOTYT OBITh TIOKPBITHI MITH OBITH IIIe-
POXOBaTBIMH, H OHH MOTYT OBITh COCTABIICHBI C TIOTYYCHUEM MEIIICHHOTO WM KOHTPOJIIMPYEMOTO BEICBOOOKIe-
HUS B HUX aKTUBHOTO WHTpenueHTta. J{is ria3sHelX mH(EKuni win WHOEKINA Ipyrux Hapy>KHBIX TKaHeH, Ha-
MpUMED, PTa U KOXKHU, COCTABBI HEOOSI3aTEIFHO HAHOCHIIM B BHIC MECTHOW Ma3W WU KpeMa, COIEPIKAIIETO aK-
TUBHBIN(€) UHrpeueHT(bl) B KoamyecTBe, Hanpumep, oT 0,075 mo 20% mac./mac. (BKIrOYast akTHBHEIH(€) HHTpe-
mueHT(p1) B auamasone oT 0,1 u 20% c marom 0,1% wmac./mac., Hanpumep 0,6% wmac./mac., 0,7% wmac./mMac. u
T.11.), npeanourutenso ot 0,2 no 15% mac./mac. u Hanbonee npeanourutensHo ot 0,5 no 10% mac./mac.. Ilpu
COCTaBJICHUH B BHJC Ma3W aKTHBHBIC MHIPCAMCHTHI MOTYT OBITh MCIOJIB30BAHBI WIH C MapadUHOBOW, WIH CO
CMEUINBAIOIIEHCs ¢ BOIOW Ma3eBOW OCHOBOH. AJBTEpHATUBHO, aKTHBHBIE MHIPEANCHTHI MOTYT OBITH COCTaBIIE-
HBI B BHJIE KpeMa ¢ KPEeMOBOH OCHOBOH Macio-B-Bone. [Ipu HeoOXxomumocTn BogHas (ha3za KpeMOBOW OCHOBBI
MOJKET BKIIIOYATh B ce0si, Hampumep, o MeHbmeil mepe 30% mac./Mac. MHOTOaTOMHOTO CIIUPTA, T.€. CHHPTa C
JIBYMS WIM HECKOJBKUMH THAPOKCHIBHBIMH TPYIIIaMH, TAKUMH KaK MPONMJICHINIMKONb, OyTaH-1,3-amomn, MaH-
HUT, COPOUT, MIMIEPUH U TOJUATHIIEHTIINKONb (BKimtodas PEG400) n ux cmecu. MecTHBIE COCTaBBI MOTYT JKe-
JIaeMo BKJIFOYATh B ce0sl CoeIMHEHNE, KOTOPOE YCHIIMBAET MOTJIONICHUE WM IIPOHUKHOBEHNE aKTUBHOTO WHTPE-
IUCHTA Yepe3 KOXKY N IPyrHe MOpaKeHHbIE 30HBI. [IpUMephl TakuX JAepMabHBIX yCHIMBAIOUINX MPOHUKHO-
BEHUEC arCHTOB BKITIOYAIOT B CeOsl TUMETHIICYIb()OKCHI U CBSI3aHHBIC aHAJIOTH.

Macnsnas ¢aza SMyJIbCHI 110 HACTOSIIEMY H300pETEHUIO MOKET OBITh COCTaBJIEHA W3 M3BECTHBIX MHIpE-
JIMEHTOB M3BeCcTHBIM criocoOoM. Toraa kak ¢aza MOXeT comepKaTh TOINBKO IMYJIbCH(HUKATOP (B IPOUYMX CIIyda-
SIX U3BECTHBIN KaK AMYJIBraTop), *KeJIaTelbHBIM SIBIIICTCS COACPKaHUE CMECH MO MEHBIIICH Mepe OJHOTO dMYJIhb-
CU(UKATOpa C KUPOM U MACIOM HJIH C )KUPOM U MaciioM. Heo0s3aTenpHO, THAPpOGMIEHBINA SMYIbCHOUKATOP
BKITIOYCH B COCTaB BMECTE C JIMMO(HUIBHBIM dMYIbCH(PHUKATOPOM, KOTOPEIHA JEHCTBYET Kak cTadmmu3aTop. Takxke
SIBIISICTCS TIPEINIOYTUTENLHBIM BKITIOYATh U Maciio, U kup. BMmecte smymnbratop(sl) ¢ wiu 6e3 crtabuimmszaropa(oB)
COCTaBJISIIOT TaK HA3BIBACMBIA AMYIBTUPYIONINHA BOCK, H BOCK BMECTE C MACJIOM W JKUPOM COCTABISI€T TaK Ha3bl-
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BAaCMYIO 3MYJIBTHPYIOIIYIO Ma3eBYIH0 OCHOBY, KOTOpas 00pa3yeT MacisHYI0 JHCICPCHYIO a3y KPEMOBBIX COCTa-
BOB.

Br16op moaxomsmix Macel WK JKUPOB IS COCTaBa OCHOBAH HA JOCTIKEHHUH JKEIaeMBIX KOCMETHYECKUX
CBOWCTB, TaK KaK PacTBOPHMOCTh aKTHBHOTO COCIMHEHHUS B OOJBIIMHCTBE MAacel, BEPOSTHO HCIOIB3YEMBIX B
coctaBax (papMaleBTUIECKUX IMYIbCHHA, OYeHb HU3Kas. TakuM oOpa3oM, KpeM HeoOS3aTeNbHO NOJDKEH OBITh
HEXKHPHBIM, HE OCTaBJISIFOIINM IIATEH U CMBIBAEMBIM MPOAYKTOM C IMOIXOMISIIEH KOHCHUCTEHIINN C EeNbI0 u30e-
TaHWS TPOTEKAaHUS U3 TyO WM APYTHX KOHTEHHEPOB. MOTyT OBITh MCIONB30BaHBl MOHO- WJIM JHOCHOBHBIC ajl-
KAJIBHBIC CIIOXKHBIC Y(QHUPHI ¢ HEPA3BETBICHHON MIIM Pa3BETBICHHON LIEMBbIO, TAKUE KaK AMA30aIUNAT, H30IETHII-
cTeapar, MPOMMICHTIINKOICBEIH CIIOKHBIA TUI(QUP KUPHBIX KUCIOT KOKOCOBOTO Macia, W30MPOMIIMUPHUCTAT,
JICIMIIONEAaT, WU3OMPOMIINAIEMUTAT, OYTHIICTeapar, 2-3THITCKCHINMAIbMHUTAT WK CMECh CIOXKHBIX 3(QUpOB C
Pa3BeTBIICHHOH 1eTb0, m3BecTHBIX Kak Crodamol CAP, mocneanue Tpu OBUTH NPEAMOYTUTSIFHBIME CIIOKHBIMHU
a¢upamu. OHU MOTYT OBITH HCIIOJNB30BAaHBI OTACIHHO WJIM B KOMOWHAIIMU B 3aBUCHMOCTH OT TpPeOYeMBIX
CBOWCTB. AJTbTEPHATUBHO, MOT'YT OBITh UCIIOJIE30BaHbI JIUITU/IBI C BEICOKOW TOYKOW IUIABJICHHUS, TAKHE KaK OCIBIN
MSATKHA apaduH W/WIH KUIKAN mapadyH WK IpyrHe MUHEPAIbHBIC MacIa.

CocTaBbl, MOIXOASAIIIE UIT MECTHOTO HAHECEHHUS Ha TJIa3, TAKXKE BKIIOYAIOT B ceOs IIa3HBIE KaIUIH, TIC
AKTUBHBIN MHTPEIUCHT PACTBOPEH WM CYCIICHANPOBAH B MOIXOAAIIEM HOCHTENE, 0COOCHHO, B BOAHOM PacTBO-
puTere Ui aKTUBHOT'O WHTPEIUCHTA. AKTHBHBIM HHTPEINCHT HE00A3aTENFHO MIPUCYTCTBYET B TAKUX COCTaBax B
KOHIIEHTpanuu oT npudimsutensuo 0,5 no 20%, npeumymectBenno ot 0,5 g0 10%, B yacTHOCTH MpUOIN3N-
teapHO 1,5% mac./mMac. CocTaBbl, MOAXOMAIINE TSI MECTHOTO TIPUMEHEHUS BO PTY, BKIIOUYAIOT B ce0sl JICTICTIIKH,
COJIepIKaIiie aKTHBHBIM MHTPEIHCHT B apOMaTH3UPOBAHHOM OCHOBE, KaK MPaBWIIO, caxapo3y M TyMMHapaOuk
WIA TPAarakaHTOBYIO KaMellb; MACTHIIKH, COACPIKAIINe aKTUBHBIA WHTPEIUCHT B MHEPTHON OCHOBE, TAKOW Kak
JKENIATHH U TIMIEPHH, WIN caxapo3y U TyMMHUApPaOWK; M KHUIKOCTU JJIS TMOJOCKAHHS PTa, COACPIKAIINE aKTHB-
HBII MHTPEINCHT B IMOAXOISIIEM KUIKOM HOCHUTEIIE.

CocTaBhI I PEKTATBHOTO BBEACHUS MOTYT OBITh HPEACTABJICHBI B BUJC CYMIIO3UTOPHUS C IMOJIXOSIIIM
OCHOBAHHUEM, COJCPKAIUM, HAIIPUMEp, Kakao-Macyio wiu camummwiat. CocTaBbl, MOAXOIAIINE IS Ha3aIbHOTO
BBEJICHHSI, €CIIM HOCHTEJEM SBISIETCS TBEPJOE BEIIECTBO, BKIIOYAIOT B ceOs KPYHHBIN MOPOIIOK C pa3MepoM
JacTHII, Hampumep, B auama3one ot 20 go 500 MM (BKJIrO4as pazmep gacTull B nuamnazoHe oT 20 mo 500 MxMm ¢
marom u3 5 MkM, Hanpumep 30, 35 MKM, ¥ T.1.), KOTOpbIE BBOAMIN CIIOCOOOM, TIPH KOTOPOM HCITOJIh30BAIIH
BJIOX, HampuMep, OBICTPHIM BIBIXaHHEM 4Yepe3 HOCOBOHM KaHad M3 KOHTCHHEpa MOpOIIKa, KOTOPHIH HepiKayin
6mm3ko Kk Hocy. [lomxomsmie cocTaBbl, TI€ HOCHTENEM SBISETCS KUIKOCTB, IS BBEICHUS B BHIE, HAIIPUMED,
HA3aJILHOTO CIIpesi WM B BHJE HA3aNbHBIX Kallellb, BKIIOYAIOT B ceOs BOIHBIC WIIM MACISHBIC PACTBOPHI aKTHB-
Horo mHrpeaueHta. CocTaBbl, OAXOISAIINE IS a9PO30JILHOTO MPUMEHEHHUS, MOTYT OBITH TOJYYCHBI TPaIUIIH-
OHHBIMU CTIOCOOAMH ¥ MOTYT OBITh TOCTABJICHBI IPY TIOMOIIH JPYTUX TCPATICBTHYCCKIX arcHTOB.

CocTaBbl, TOAXOIAIINE U1 BATHHAIBHOTO BBEJICHHS, MOTYT OBITH MPEJICTABICHEI B BHJIE MIECCAPHEB, TaM-
MOHOB, KPEMOB, T€JICHi, TaCT, MEH WIH CIPECBBIX COCTABOB, COJACPKAIIUX BIOOABOK K AKTHBHOMY HHTPCIUCHTY
TaKWe HOCHUTEIIH, KOTOPBIC U3 U3BECTHOTO YPOBHSI TEXHUKH SBIISFOTCS ITOAXOISAIIAMHU.

CocTaBbl, MOAXOAIINE IS TAPSHTEPATHHOTO BBEACHUS, BKIIFOUAIOT B ceOsl BOJHBIC U HEBOIHBIC CTCPHIIb-
HBIE UHBEKIHOHHBIE PACTBOPHI, KOTOPHIE MOTYT COJEPIKAaTh aHTHOKCHIAHTHI, Oydepsl, OakTeprocTaTsl U KUA-
Kre (pa3pl, KOTOPBIE IENAI0T COCTaB H30TOHNYECKUM C KPOBBIO MPEIIIOIaraéMoro penunuenTa; ¥ BOJHBIC U HEe-
BOJIHBIE CTCPIIIBHBIC CYCIICH3MH, KOTOPHIE MOTYT BKIIOYATh B ce0sl CYCIICHIMPYIONINE areHTHl U 3aTyCTHTEIH.
CocTtaBbl MOT'YT OBITH IIPEICTABICHBI B OJHOIO30BBIX MM MHOTOJ030BBIX KOHTEHHEpaX, HAIpUMEp TepMETH3H-
POBaHHBIX aMIyJIax M COCyIaX, M MOTYT XPaHHUTHCS MPH YCIOBHH CYIIKH cyOinmMarer (JIno(min3upoBaHue),
MPU KOTOPOM TPeOyeTcsl TOJIBKO J0OABICHUE CTSPUIIBHOTO KUIKOTO HOCHTEINS, HAIPUMEp BOJa Il MHBCKIIH,
HETIOCPEACTBEHHO IMepe]] MpuMeHeHneM. HempeaycMoTpeHHbIe HHBEKIIMOHHBIC PACTBOPHI U CYCIICH3UH MOTYT
OBITH MTOJTYYCHBI U3 CTEPIIIBHEIX TIOPOIIKOB, TPAHYJ M TaOJICTOK paHee OMMCAHHOTO BHIA.

[IpeqnovYTUTeNFHBIMU CIMHUIIAMHI JTO3UPOBAHHBIX COCTABOB SIBIISIOTCS TAKWE, KOTOPBIE COMCPKAT CYTOY-
HYIO 703y WIHA CIUHUIY CYTOYHOW MOJI03bI, KAK OMICAHO BBIIIC, WK €r0 MOAXOIIIYIO (PPaKIHI0, aKTHBHOTO
WHTPEIUCHTA.

CrnenmyeT IOHUMATh, YTO BZOOABOK K KOHKPETHO YHOMSHYTBHIM BBIIIIE MHTPEIUCHTAM COCTaBBI [0 HACTOS-
[IeMy H300pETeHHIO0 MOTYT BKIIIOYATE B ¢€0s IPyTHe areHTHl, TPAAUIOHHBIE B O0IACTH TEXHUKH, IPUHIMAS BO
BHUMAaHHE THIT PaCCMaTPUBAEMOT0 COCTaBa, HAPUMEP, IMOAXOISIINE U IEPOPATHHOTO BBEICHHS MOTYT BKIIIO-
4aTh B ce0s1 apOMaTH3aTOPBI.

CoeHEeHHS TT0 HACTOSAIIEMY HW300pETEHUIO MOTYT OBITh HCITOJB30BaHbI ¢ TMOJydeHHEeM (papMarieBTHdIe-
CKHX COCTaBOB KOHTPOJUPYEMOTO BBICBOOOKACHHS, COACP)KAIIHMX B KadeCTBE aKTUBHOI'O MHTPEIHCHTA OIHO
WJIM HECKOJIBKO COCJMHEHHH 110 HACTOSIIIEMY M300peTeHHIO ("'cocTaBbl KOHTPOJIMPYEMOTO BHICBOOOXKACHUS"), B
KOTOPBIX BEICBOOOXK/ICHHE aKTHBHOTO MHIPEHCHTA MOXKET KOHTPOIUPOBATHCS M PErYIUPOBATHCS ISl TIO3BOJIC-
HUS MCHEE 4YacTOTO JO3UPOBAHMS WU JUIS YIYYIICHUS (HapMaKOKHHETHYECKOTO MPOGIMIS WiH MPOQUiIs TOK-
CUYHOCTH COCIMHEHUS MO HACTOAMIEeMYy H300peTeHnto. COCTaBbl KOHTPOJIUPYEMOTO BBHICBOOOXKICHUS, alalTH-
POBaHHBIC IS MEPOPATBEHOTO BBEICHHS, IPU KOTOPOM JUCKPETHBIC CAMHUIIBI COJCPKAT OHO WIH HECKOJBKO
COCJIMHEHUH [0 HACTOSIIEMY H300PETEHUI0, MOTYT OBITh MOJMYYCHEI TPAIUIIMOHHBIME CITOCOOAMHU.

JlomromHUTEIbHBIE MHTPEINEHTHI MOTYT OBITH BKJIIOUCHBI B COCTaB TSI KOHTPOJS UTUTEIIBHOCTH ACHCTBUS
AKTUBHOTO WHTPEIMEHTa B KOMIO3WIMH. TakuM 00pa3oM, KOMIO3HIUU KOHTPOJIHPYEMOTO BBICBOOOKICHUS
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MOTYT OBITh MOJYYCHBI ITyTEM BBEIOOpA MOIXOASAIINX IMOTUMEPHBIX HOCUTEJICH, TAKAX KaK, HAIPUMED, CIOKHBIX
noam3()UPOB MOIMAMHHOBBIX KHCIIOT, MOJUBHHHIIMUPPOIUAOHA, COMOIMMEPOB ITWICHA M BUHMJIAIIETATa, ME-
THJIIEIUTION03bI, KapOOKCUMETHIIIIEILTIONO03BI, MPOTaMHUHA Cyib(daTta u T.I. CKOPOCTh BHICBOOOXKICHUS JIEKAPCT-
BEHHOTO CPEJICTBA M MPOJODKUTENLHOCTD JCHCTBUS TAK)KE MOTYT KOHTPOJIMPOBATHCS BKIIOYCHHUEM B YACTHIIBI
AKTHBHOTO WHIPEAMEHTa, HAPUMEP MUKPOKAIICYJIBI, TOJMMEPHOTO BEIECTBA, TAKOTO KaK THAPOIeNH, HOIUMO-
JIOYHasl KHUCJIOTA, TMAPOKCUMETHUIIIEIUTIONO03a, MOJIMMETHIMETAKPUIAT U JPYTUE BBILICONUCAHHBIE MTOJHMMEPHIL.
Takue crocoObl MPpeayCMaTPUBAIOT KOJJIOMIHBIE CHCTEMbI JOCTABKH JIEKAPCTBEHHOTO CPEJCTBA, TAKKME KaK JIU-
MOCOMBI, MUKPOC(EpbI, MUKPOIMYIILCHH, HAHOYACTHIIbI, HAHOKATICYJIBI U T.J. B 3aBUCHMOCTH OT IIyTH BBEACHUS
(hapMareBTHYCCKONW KOMIIO3HUIIUN MOT'YT OBITh HEOOXO MBI 3alllUTHBIC MOKPHITHSA. DapmarieBTu4eckue HOpMBI,
MOJXOAIINE U HHBCIUPYEMOTO IPUMCHEHUS, BKIIFOYAIOT CTCPUIBHBIC BOJHBIC PACTBOPHI MM TUCIICPCHH U
CTEpUIIbHBIC TIOPOIIKH I MX HEMPEIyCMOTPCHHOTO IMONydYeHHs. TakuM 00pa3oM, TUIMYHBIC HOCHUTEIH IS
9TOW e BKIIOYAIOT OMOIIOTUYECKUA COBMECTHMBIC BOIHBIC Oy(depsl, STaHOJ, TIIHIEPHH, MPOMUICHTINKOIb,
TOJIMA TUIICHTITUKOMb U T.II., 1 UX CMECH.

Y4uTBIBas TO, YTO €CJIM HECKOJBKO aKTHBHBIX MHTPEAUCHTOB HCIIOJIH30Ba B KOMOWHAIINN, OHH HE 00s-
3aTeNIbHO BBIBOJST X OOBEAMHEHHBIN TeparneBTHIeCKuil 23 PeKT HemoCPEeICTBEHHO B TO K€ BPEMs y MIICKOIIH-
TaIoIIEero, KOTOPOE JICUUIIN, COOTBETCTBYIOIIAS KOMIIO3HUIIHS TAKKE MOXET ObITh B (hOpME MEAUIIMHCKOTO HabO-
pa WM YHakoBKH, COJCpIKallleil /iBa MHIPEANEHTa B OTJCIbHBIM, HO CMEXKHBIX XPAHWIHUINAX MK OTICICHHUSIX.
Takum 00pa3oM, COTIACHO MOCIEAHEMY KOHTEKCTY, KaXKIbIii aKTUBHBIN WHIPEAUEHT MOXET ObITh COCTAaBICH
HEKOTOPHIM 00pa3oM, MOJXOSIIUM JAJIsl TyTH BBEICHUS, KOTOPBIH OTIMYAETCS ISl IPYroro MHrPeIHeHTa, Ha-
HNpUMep, OJIMH U3 HUX MOXET ObITh B (JOpME MepOpaibHOTO WU MAPEHTEPAILHOTO COCTaBa, TOT/A KakK JAPYroi
HaxXoIuTCsl B (hopMe aMITyJIbI JJIsl BHYTPUBECHHON HHBCKITMH WA a3P030JIsL.

CoeIMHEHHS 110 HACTOSIIEMY H300PETEHUIO HE00A3aTEIFHO KOBAJICHTHO CBS3aHBI C HEPACTBOPUMBIM MaT-
PUKCOM H HCIIONB3YIOTCS It ad(UHHON XpoMaTorpadun (pa3feicHUi, B 3aBUCUMOCTH OT MPUPOJIBI TPYIII CO-
CMHCHI, HATIPUMEP COCIMHEHUS ¢ OOKOBBIM apWJIOM IPUMCHUMBI B Pa3JICNICHUSX METOIOM TUAPo(oOHOI ad-
¢unHOI XpoMaTorpaduu.

CoequHEHHs TI0 HACTOSIIEMY U300PETEHUIO MOTYT OBITh MOJYYEHBI C TPUMEHEHHEM Psijia XHMHIECKUX pe-
aKIMi, XOPOLIO W3BECTHBIX CIIEIHANNCTAM HACTOAIICH 00JIACTH TEXHHUKH, B OOLICH CI0XKHOCTH COCTaBIISS CIO-
€00 TOJIy4eHHUs] yKa3aHHBIX COCJUHEHUH, U OHH TPEICTaBJICHbI nanee. J[OMOJIHUTENFHO OMMCAHHBIE CIOCOOBI
npeHa3HaYeHbl TOJBKO B KAUeCTBE MPUMEPOB U HE MpeAHA3HAYCHBI OTPAHHYMBATH 00BEM HACTOSIIETO H300pe-
TEHUSI.

CoeHEeHHS TI0 HACTOSIIEMY M300pETEHHI0 MOTYT OBITh TIOJY4YeHBI COTJIACHO OOIIeH mpolenype, Mmpe-
CTaBJICHHOH Ha CIICAYIOIINX CXEMaX.

Cxema 1
§ © o
O, O,
0.
XL xX® 8 10 X8 _x10 _
)|(|7’ \\)l(lgf \\|)|(1 2 XT',X\\XQ',X\\X1 LG R'R2NH )I(I7" VNN /N R
om0 - A
X0 X% e X? X8 X X2 X6 X4 X2
T v Y, o, W, v
1 3 4

Cxema 1: Bce B, Rl, Rz, Xl, Xz, X3, X4, XS, XG, X7, X8, Xg, XIO, p, q u LG Takue xe, Kak ONUCAHBI IS CO-
SJMHCHUI TI0 HACTOSIIIEMY H300PETECHHIO U €TO BAPHAHTOB OCYILIECTBICHUS U (POPMYIL

[IpousBonusie obmel Gopmyabl 1 (KOMMEPYECKH JOCTYIHBIC WM CHHTC3HMPOBAHUC MPOICAYPAMU, W3-
BECTHBIMH CIICIIUAIUCTAM HACTOSAIICH 00JaCTH TEXHUKH) MOTYT B3aMMOJCHCTBOBATh C MPOMEKYTOYHBIMHU CO-
eauHeHUSIMA (QOpMyIBI 2 (KOMMEPUYECKH JOCTYIMHBIMH WM CHHTC3UPOBAHHBIMH TPOIEAYPAMU, H3BECTHBIMU
CHCIHANTKNCTaM HACTOAIIeH o01acTu TexHukH), e LG He3aBUCHMO BBIOpaHa W3 XjIopa, OpoMa u Hojaa (Ooiee
MPEIIIOYTUTENHHO, XJI0pa) B alpOTOHHOM pPacTBOpHTENEe (HAalpUMep, TOIyoJle, TUXIOPMETaHe, JUXJIOpITaHe U
T.I1.) IpH Temrieparype, mogauMaeMoit ot 0 1o 100°C ¢ moxydeHreM MPOMEKYTOIHBIX COSAMHEHUN (HOPMYITHI 3.
B ciyuae X' = C win CH, moxer TpeGoBaThes katanusarop (Hampumep, AlCl;, ELAICL, ZrCly u T.1.) win oc-
HoBaHue (Hanmpumep, mupuanH, DBN, DMAP wu T1.11.). bonbie naopmammm MoXeT OBITh OOHAPYKEHO B Clie-
nyrommx ccbuikax: Tetrahedron 29, 971-976, 1973; Org. Lett., Vol. 12, No. 24, 2010; J. Org. Chem. 2011, 76,
4753-4758. B ciyuae X' = N, coenurenust (popMyisl 1 MOTYT GBITh PEBPAIICHE B COCTMHEHHS HOPMYIIBI 3
MyTEM OCYIIECTBICHUS B3aMMOICUCTBHSI C TIPOMEKYTOYHBIMH COCTUHCHUSAMH (HOPMYIBI 2 TOCIE CTaHAAPTHBIX
YCIIOBHUI aMUIHOTO CBs3bIBaHUs. YXoxsmas rpymna (LG) u3 mpoMexxyTOYHBIX cOeAnHEHNH (GOPMYIBI 3 MOTYT
6BITH epeMertiena aMuHamMi Gopmyitsl R'R*NH (koMMepuecki JOCTYIHbIE HIH CHHTE3MPOBAHHBIC) IOCIE MPO-
LEeIYp, U3BECTHBIX CICIHAIACTAM HACTOSIIECH 00TaCTH TCXHUKHU WM KaK M3JI0KEHO B MPUMEpaxX HUXKE C MOIy-
YCHHEM JKETAEMBIX COCTUHCHUN (POPMYIHI 4.

AJBTEpHATHBHO, COCTMHEHHUS 110 HACTOSIIEMY H300PETEHHIO TaKXK€ MOTYT OBITh ITOJIy4eHBI COTIIACHO 00-
el mpoueype, NpeAcTaBIeHHON Ha ClIeIyIoIel cXxeMe.
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Cxema 2
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Cxema 2: Bce B, Rl, Xl, Xz, X3, X4, Xs, XG, X7, Xg, Xg, XIO, P ¥ q Takue e, KaK OMHCaHbI AJIsl COeTUHEHUI
10 HACTOSIIEMY H300PETEHHIO U €T0 BAPHAHTOB OCYIIECTBICHUS U (OPMYIL.

Anpaeruapl o0meit GopMyIlbl 5 MOTYT B3aMMOJecTBOBaTh ¢ aMmuHaMu Gopmynsl R{NH, ¢ momydenuem
MMHUHOB 00MIel GopMyIIBI 6, KOTOPhIE MOTYT B3aUMOJICHCTBOBATH C TIPOMEKYTOUYHBIMH COCTMHEHUAMH (PopMy-
76l 7 (KOMMEPYECKH MOCTYNHBIMH WJIM CHHTE3HPOBAHHBIMH MPOIEIYypaMH, M3BECTHBIMHU CIICIHAJHCTaM Ha-
CTOSIIIEH 0GMACTH TEXHHKH, WIH KOTOPHIC H3IOXKEHbI B IPHMEpax HIKe), Tae X' IpeacTaBiseT coGoil aTom
yIieposa, B MPUCYTCTBUHU KaTaM3aTopa, TaKoro Kak 3-0eH3MiI-5-(2-TUapoKCHITHI)-4-METHITHA301-3 -1l XJI0-
U, C TIONyYCHUEM JXKelaeMbIX coenuHeHni Gopmyisl 8. bomee moapoOHas nHGopMaIus MOKET ObITh OOHAPY-
skena B Chem. Commun., 2007, 852-854.

CornacHo JApyroMy BapUaHTy OCYIICCTBICHHS COCIUHCHHS IO HACTOSIIEMY W300pPETCHHUIO TaKKE MOTYT
OBITh CHHTE3HPOBAHBI COTJIACHO OOIIEH MPOoLeAype, H3JI0KEHHON Ha CIICAYIOMIEeH cXeMe.

Cxewma 3
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Cxema 3: Bce B, Rl, Rz, Xl, Xz, X3, X4, XS, XG, X7, X8, Xg, XIO, p, q 1 LG Takue xe, Kak ONUCAHBI IS CO-
€IMHEHUH 10 HACTOSIIEMY N300PETEHHUIO U €T0 BAPHAHTOB OCYILECTBICHUS U (hopMyIL.

[IpousBonusle 00mICH hopMmymsl 1, TIe X" BbIOpaH Tobko u3 C wmu CH (koMMepYecku TOCTYITHBIC WIIH
CUHTE3UPOBAHHBIC MPOIICTypaMH, H3BECTHBIMU CIICIIHATICTAM HACTOSINEH 00JaCTH TEXHUKH), MOTYT B3aUMO-
JICHCTBOBATh C MPOMEKYTOYHBIMU COCAMHECHUSAME (opMyibl 11 (KoMMepUYeckd MOCTYITHBIMU WM CHHTE3UPO-
BaHHBIMH TPOIICYPAMH, U3BECTHBIMY CIICIMAIMCTAM HACTOSIICH 00J1acTH TeXHUKH), rae LG mpencraBiseT co-
00l yXOISIIYI0 TPYIITY, TAKYIO Kak XJop, OpoM u Hox, npu ycnosmsix @punens-Kpadrca, ¢ momydeHrueM mpo-
MEXYTOUYHBIX COoenuHEeHMH (opmynbl 10. ANbTepHATHBHO, MPOMEXKYTOUHBIE coeauHeHust Gopmynbl 10 Taxxke
MOTYT OBITH TTOJTy4eHBI KOHACHCAIMEH peakThBa ['pUHBApa WIN TUTHHOPTAaHUIECKHUX MPOM3BOIHBIX C aMHUIHBI-
MU [IPOU3BOIHBIMH (IIPEATIOUTUTEIHHO, IPOM3BOIHBIE aMuIa BaifHpeOa), Kak M3BECTHO CIIEIIHAINCTaM HACTOsI-
e 00JacTH TEXHUKUA. DTH TIPOMEKYTOUHBbIe coequHeHus Gopmybl 10 MOTyT OBITh TIPEBPAIICHBI B TPOMEXKY-
TOYHBIE coeanHeHus: popmyisl 3, rne LG npencrasiser coboii rajoreH, Takoi Kak xJop, OpoM wim iox, mocie
B3aUMO/ICHCTBU, M3BECTHBIX CICIAANTUCTAM HACTOSIICH 00JaCTH TEXHUKH, HITH KaK U3JI0KCHO B IPUMEpax HH-
xke. [IpoMexxyTounsie coequaeHus ¢popmydsl 10, rae B BrIOpaH TONBKO M3 apuiia WK TeTepoapuia, MOTYT OBITh
MOJTY9IEHBI Ol-apHUIMPOBAHUEM KeTOHA (popMyITI 12 ¢ TaJoreHoapHiIOM WM TaIOT€HOT€TEPOapHIOM B IIPUCYTCT-
BUU Katanm3aropa (Hampumep, Pd,dbas, Pd(OAc),, Pd(dba) u T.m.), nuranma (manpumep, BINAP, Xantphos,
PtBu; 1 T.11.) 1 ocHoBanms (Harpumep, NaOtBu, K;PO, u 1.11.). bonbmie nadopmannyu MokeT OBITH 0OHApYKEHO
no cnenyromuM ccbuikam: J. Am. Chem. Soc. 1997, 11108-11109 u J. Am. Chem. Soc. 1999, 1473-1478. Anb-
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TEPHATUBHO, IIPOMEKYTOYHBIC COSAUHCHHS (POPMYIIBI 9 TaKKe MOTYT OBITh MOJYYCHBI U3 alIbICTHIOB (DOPMYIIBI
7, rae X' Bei6pan Toneko u3 C umu CH, u pearentos obmeii popmymst 8, rie M npencrasiser coboii Li mmu
MgCl nmn MgBr, nocne peakiiuu OKACICHHS, U3BECTHON CIEIIMAIMCTaM HacTosIIe oomactu Texuuku. [Ipemoc-
TaBJISIONINE UHTEPEC COCMUHEHUS ¢ 00meit hopmymoi 4 MOTYT OBITh TIOTYYEHBI U3 TIPOMEKYTOUHBIX COEIMHE-
HHH 3, KaK OIMCaHo Ha cxeme 1.

[aiee npencraBneHs! a00peBUATYPHI, UCTIOJIB3YEMBIE B OTICAHUH, B YaCTHOCTH Ha CXEMax W IpuMepax:

BOC - TpeT-0yTUIOKCHKapOOHHMIT;

DBU - 1,8-nmnazaburukio[5,4,0]yanen-7-eH;

DBN - 1,5-nmunazaburukio[4,3,0JHoH-5-¢eH;

DIPEA - gun3onponuisTHIAMUH;

DMAP - 4-nuMeTuIaMUHONTUPUIINH;

DMF - N,N-numeTmipopMamMu;

DMSO - numeruncynbhokcn;

9.M. - YHAHTUOMEPHBIH U30BITOK;

9KB. - ’KBUBAJICHT;

9 - "ac;

HATU - O-(7-a3abenzotpuazon-1-un)-N,N,N',N'-rerpamerrinyponnii rexcadpropdocdart;

BOXX - Boicokoa(h(pekTHBHAS KUIKOCTHASI XpOMaTOTpadus;

MUH - MHUHYTEHI;

NMP - N-MeTun-2-nmuppouioH;

TBDMSCI - Tper-Oy THIIANME THITXJIOPCUIIAH;

THF - terparuapodypan;

TCX - TonkocnoitHas xpomaTorpadus;

t; - BpeMs yIepKUBaHUS.

IIpumepsr

Crnenyromue IpuMephl IPETyCMOTPEHBI € [ENbI0 MUTIOCTPANN HACTOSIIETO M300pETEHHS M HA B KOEM
clIydae uX He CIIeAyeT HHTEPIPETHPOBATh KaK OrPaHMIMBAIOIINE 00BhEM HACTOAIICTO N300pETEeHMS.

Yactp A mpeacTaBiseT co00i MoMydeHHue COSAMHSHUN (MPOMEXKYTOUHBIX COSTMHEHUN W TOTOBBIX COEIH-
HEHUi1), TOTAa KaK 9acTh B mpepcraBiseT co0oi (hapMakoIOTHIecKrue IPUMEPHI.
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Ta6nnua 1. C’IpyKTprI COGHI/IHGHI/Iﬁ MIPpUMEPOB COIJIACHO I/I306peTGHI/IIO 1 UX COOTBCTCTBYIOIINEC KOABI
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Kon CrtpykTtypa Kon CrpykTypa Kog CtpykTtypa
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Yacts A.

Bce ynoMsiHyThIE B HACTOSIIIEH SKCIIEPUMEHTATLHON YaCTH OYMCTKHU MPH MIOMOIIHU TipernapaTuBHOM BOKX
MPOBOJIMIIM Ha CJIEAyIONer cucteme: aetekrop Waters 2489 Y ®/Buanmoro u3mydeHus, 1ByXKaHaJIbHbIH Ipaju-
eHTHBII Hacoc Waters 2545, xonnexrop ¢paxunii Waters 111 n niByxkananpnbiit nmkektop Flex Injector Waters.

Paznenenus BemonHsun Ha KoJoHKe XBridge Prep C18 (19x100 mM; 5 MKM), 000pYJIOBaHHOHN TIPEIKO-
nonkoi XBridge C18 (19x10 mm; 5 MxM), miu Ha kononke SunFire Prep C18 ODB (19x100 mwm; 5 MmxMm), 060-
pynoBaHHOU nipenkononkoi SunFire C18 (19x10 MM; 5 MKM).

DJIIONpOBaHUs MTPOBOAMIM NP ITOMOIIH CIIOCOOO0B, ONMCAHHBIX B CIEAYIOIIUX TaOIULAX, ¥ JJIHHBI BOJH
obHapyxenust pukcuposaau npu 210 u 254 HM.

Cnoco0 1

Bpewms CkopocTb NOTOKA Pactsopurens A Pactsopurens B
(MuH) (my1/MuH) (%) (%)

0 20 50 50

2,00 20 50 50

9,00 20 10 90

11,00 20 10 90

11,20 20 50 50

16,00 20 50 50

PactBopuTens A: creneHp 9HCTOTH MypaBsiHOM KicHoThI 0,1% mpu XXX-MC B Boge milliQ.
PactBoputens B: cTenmenb 4uCTOTHI aneToHUTpIIIa ipu BOXX.
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Cnoco0 2

Bpewms CKkopocTb TTIOTOKA Pactsopurens A Pactsopurens B
(MuH) (ma/mMuH) (% (%)

0 20 80 20

2,00 20 80 20

8,00 20 10 90

10,80 20 10 90

11,00 20 80 20

16,00 20 80 20

PactBopurens A: crenens 4ucToThl MypaBbiHOM KucioTsl 0,1% mpu XKX-MC B Boge milliQ
PactBopurens B: cTenens unctoTs! anetonuTpuia npu BOXX.

Cnoco6 3
Bpewma CKOpOCTb MOTOKA PactBoputens A Pactsoputens B
(MuH) (MJ1/MIH) (%) (%)
0 20 95 5
2,00 20 95 5
8,00 20 50 50
9,00 20 10 90
11,80 20 10 90
12,00 20 95 5
16,00 20 95 5

PactBopuTens A: creneHb 9HCTOTH MypaBbuHOM KicHoTHI 0,1% mpu XXX-MC B Boge milliQ.
PactBopurens B: cTenens unctoTs! anetonuTpuia npu BOXX.

Cnoco0 4

Bpems CKOpOCTb MOTOKA PactBopurens A Pacreoputens B
(MuH) (MJ1/MuH) %) %)

0 20 50 50

2,00 20 50 50

9,00 20 10 90

11,00 20 10 90

11,20 20 50 50

16,00 20 50 50

PactBopurtens A: 10 MM arerara ammonus 4.a.a. it BOXKX B Bome milliQ ¢ oTperynmupoBaHHBIM 3HaUe-
HueMm pH 10 mpu moMony rupokcuaa aMMOHUS 9.70.a. 11t BOXX.
PactBoputens B: cTenmenb 4uCTOTHI aneToHUTpIIIa mpu BOXX.

Cnoco0 5

Bpema CKOpOCTb NOTOKA PactBopurens A Pactsopurens B
(muH) (mJ1/MuH) (%) %)

0 20 80 20

2,00 20 80 20

8,00 20 10 90

10,80 20 10 90

11,00 20 80 20

16,00 20 80 20

PactBopurens A: 10 MM auerara ammonus 4.a.a. st BOXX B Bose milliQ ¢ oTperynupoBaHHEIM 3Haue-
HueM pH10 mpu nomouy runpokcuaa aMmMoHus 4.1.a. 1t BOXKX.

PactBoputens B: cTenmenb 4uCTOTHI aneToHUTpIIIa ipu BOXX.

Bce ymomsHyTbIE B HACTOSIIEH SKCHEPHUMEHTAIBHON YacTH SHAHTHOMEPHBIC Pa3[eiCHUs MPOBOAWIN Ha
cienyromiei cucreme: aerekrop Waters 2489 Y®/BuauMoro u3mydeHus, AByXKaHaJIbHBIA TPaJUCHTHBIN HacOC
Waters 2545, komnekrop ¢pakumii Waters 11l n nByxkanansubiii nHxekTop Flex Injector Waters. Pa3znenenust
BBINOJHsIM Ha KojioHke ChiralPak IC (20x250 mm; 5 mkwm), obopynoBanHoit mpenkononkod ChiralPak IC
(10x20 mMm; 5 MKM). DironpoBaHus IPOBOAWIIN TIPH TIOMOIIM ONMCAHHBIX HUXKE M30KPAaTHYECKHUX CIIOCOOO0B, U
JUTHBI BOJIH OOHapyxeHus pukcupoBamu nmpu 210 u 254 M.

Croco0 6.

OmioaHT: aneToHuTpu/ aumaTiiaamud: 100/0,1.

CkopocTb moToka: 20 MJ1/MHUH.

Crioco6 7.

DJI0aHT: H-TeNTaH/quXJIopMeTan/ataHon/aumaTriaamud: 50/50/1/0,1.

CkopocTb moToka: 20 MJ1/MHUH.

OO01mmue nporneaypsl, HCIOIb3YeMbIe TIPH CHHTE3€ COSANHEHUH 10 HACTOSILIEMY H3POPETCHUIO.

Ob6mas npoueaypa A.

K pacTBOopy moaxozsuiero HHI0IA ¥ MTUPUIMHA B TOJTyoJie, HarpeToro npu 55°C, o KamisM 100aBiIsiIn o
XJopPeHMIANETIIIXJIOpH . PeaknmmonHyro cMech HarpeBainu npu 55°C B Teuenne 2 4. [locne oxmakaeHUs A0
KOMHAaTHOH TeMIIEpaTypsl JOOABIAIN BOLYy M MeTaHOJ. Yepes | 4 mpu KOMHATHOH TeMIepaTrype ocagok (Guibt-
pOBaJTH, TPOMBIBAIIN BOJON M CYIIMIM C HOJyYCHHEM JKEIaeMOTo coenHeHus. B cirydae ecnu ocanka HerT, pe-
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aKIMOHHYIO CMECh pa30aBisIM ITHJIALETATOM M NpOMBIBaIM Bojod. Pa3bl paspensian. OpraHuveckuil cioi
MPOMBIBAJI COJIEBBIM PAacCTBOPOM, CYLIMJIM HaJ CyiIb(aToM HATpHs M KOHUEHTPUPOBAIM IO/ CHW)KEHHBIM J1aB-
neaneM. OcTaTok ounmany (iem-xpomMarorpadueiil Ha CHIINKaresie WK OCAKACHUEM C TOJIyIeHHEM JKeJIaeMo-
TO COCIMHEHUS.

O6mas npoueaypa B.

Cwmech 2-xmop-1-(1H-ungon-3-mn)-2-peHnmTaHora, aMuHa B TpudTHIamMuHa B DMF HarpeBanm mpu
100°C BCIO HOYb B T€pMETU3UPOBAHHOH MPOOUpPKe. PacTBOpUTEINH BBHITIApUBAIN IO BakyyMoM. OCTaToOK pasje-
JSUTH MEXIY ATHIAaleTaToM M 5% pacTBOPOM XJIOPBOAOPOIHOHM KHcHOTHL. Dassl pazmermsan. OpraHudecKyro
(ha3y mpoMBIBaIM BOJIOH, CYIIMIN HaJ Cyab(paToM MarHus, GUIbTPOBAIN M KOHIEHTPUPOBAIH 110 CHHXKEHHBIM
nasneHneM. OcraTtok ounmany uiem-xpomarorpaduei Ha CHINKarele ¢ ocleyloniel nepeKprcTauIn3annei.

Oo6mas npouexaypa C.

CMmech o-rajoreHoketoHa, aMmuaa u ocHoBaHus (DIPEA wnum TpudTHIaMuHA) B pacTBOpuUTENe (HAlIpuMep,
DMF, stanone, aneronutpuie, nuokcane win THF) obmyyamu B MukposonHoBoii ieun rpu 100-200°C (6osee
KOHKpeTHO, mipu 120-200°C) B Teuenue 5-180 mun (Oonee koHKpeTHO B TeueHne 15-120 muH). PeakumonHyro
CMeCh KOHIIEHTPHPOBAIIH T10]1 CHW)KEHHBIM JaBJIEHUEM, M OCTATOK OYHIIany (hien-xpomarorpadueii Ha CHInKa-
rene.

O6mras npomexypa D.

CmMmech a-ramoreHokeroHa, amuHa 1 PS-DIPEA B anetoHuTprie o0iydaan B MUKPOBOJIHOBOH IEYH NPH
200°C B Teuenue 30 MuH. PeaknmmoHHYIO CMeCh KOHIICHTPUPOBAJIM TIO0J] CHIDKCHHBIM JIaBIIEHHEM U OCTaTOK
ountanu uemnr-xpomartorpadueid Ha criukarene. JOMONHATENBPHOH OYHCTKON MpemnapatuBHor BOXKX momy-
YaJi MPOIYKT.

O6mras npomenypa E.

CMech O-TalIOTeHOKETOHA W aHWJIMHA B alleTOHUTPHIIE 00Jy4ain B MUKPOBOJIHOBOH neun npu 100-200°C
(6onee xonkperno, pu 130-150°C) B Teuenune 5-120 muH (Oojiee KOHKpeTHO, B Teuenne 15-30 muH). 3atem
PCaKIMOHHYIO CMECh KOHLEHTpHpOBaId. OCTAaTOK pa3feisiid MEeXAY STHIAETaTOM M 1H. pacTBOPOM XJIOPBO-
JnopoaHo kucnoTel. @asbl paznensum. OpraHuuecKkyio ¢asy IMPOMBIBAIM HACHIIIEHHBIM PAacTBOPOM THAPOKap-
OoHaTa HaTpus, BOJOW U COJEBBIM PacTBOPOM, CYLIMIM HaJ Cyiab(aToM HaTpusi, GUIBTPOBAIM U KOHIEHTPHPO-
Basin. OcTaTok ouninany ¢iuen-xpoMarorpadueil Ha CHIMKarese.

Ob6mras npouexaypa F.

K pactBopy monxonsinero MHI0Ja, a3alH/0NA WIH ajJbTepPHATUBHBIX rerepounkioB (1,0 9kB.) U au-Tper-
Oyrunnukap6onara (1 9kB.-2 9kB., 6onee KOHKpEeTHO 1,2 3kB.) B aneTroruTprie nobdasnsiim DMAP (0,1-0,5 skB.,
Oonee koHKpeTHO, 0,1 dKkB). PeakimoHHyI0 CMeCh MepeMeNInBall BCIO HOYb MTPH KOMHATHOU TemrepaType. Pe-
AKIMOHHYIO CMECh KOHIICHTPHPOBAIH MOJ CHIDKEHHBIM HaBieHHeM. OCTaTOK pacTBOPSUIM B AWUXJIOPMETaHE U
MIPOMBIBANIM HACBHIIIIEHHBIM pacTBOpoM OmkapOoHata Hatpus. @a3sl paszaensuin. Bogayio ¢a3y skcTparupoBaiu
muxiopMeranoM. Opraandeckue Ga3sl 00bEIMHSIN, TPOMBIBATN HACBHIIIEHHBIM PACTBOPOM XJIOPHAAa aMMOHHS,
BOJIOM WM COJICBBIM PAacTBOPOM, CYIIMIIHN HaJ Cyib(aroM MarHusd, GUIBTPOBAIA W KOHIICHTPHUPOBAIN O] CHH-
JKEHHBIM JaBieHreM. BOC-3amuineHHoe coeiMHeHne UCIIONb30BAIM Ha CIIeAyIOIeil cTaanu 06e3 JONOoIHUTEb-
HOM OUHMCTKH.

Ob6mas npoueaypa G.

K cmecn anpperuna (1,0 okB.) u cynbdara maraus (1,3 5kB.) B aTanone no6asistimu amuH (1,0 o5kB.). Peak-
IIMOHHYIO CMECh IepPEMENINBAIN BCIO HOYb IIPU KOMHATHOHM Temreparype u ¢puibTpoBani. OuinbTpar KOHIECH-
TPUPOBAJIH IO/ CHIDKCHHBIM JAaBIICHHEM C TOJIyYCHHEM B KOJMYECTBEHHOM OTHOIICHHH MMKHA, KOTOPBIA HC-
TIOJIH30BAJH O€3 TOTIOHUTENFHON OYMCTKY Ha CIEAYIOMICH CTaIIH.

O6mras npomenypa H.

K cmecu ampaeruaa (1,0 5kB.) u cynbdara maraus (1,3 9kB.) B aTanosie nodasnsum amuH (1,0 3kxB.). Cmech
HarpeBaiy Bcio HOUb mpu 80°C u ¢punbTpoBan. OUIbTpAT KOHICHTPUPOBAH T10J] CHIYKCHHBIM JIaBIICHUEM C
MOJyYCHHEM B KOIMYECTBEHHOM OTHOUICHWH MMHHA, KOTOPHI HCIIOIB30BaN 0€3 TOTIOIHUTEIFHONH OYNCTKH Ha
CJeIyIolel CTauH.

Ob6mras npouexaypa 1.

Cwmech anprernaa (1,0 sxB.) u amuHa (1,0 9kB.) HarpeBasu B repMeTH3MpOBaHHON nmpobupke mpu 60°C B
TeueHne 6 4. HeounineHHOe BELIECTBO CYIIMIM NOA BaKyyMoM Haj okcuzaoM docdopa (V) ¢ monyueHnem B Ko-
JMYECTBEHHOM OTHOUIEHUH MMUHA, KOTOPBIH HCIIOJIB30BAIM HA CIEAYIONIEH cTainyu 0e3 JOMOIHUTENHHON 0Un-
CTKH.

O6mras mpoueaypa J.

Cwmech ampneruna (1,0 2xB.), cynsdara maraus (100 mr) m amuna (1,0 9KB.) B dTaHOJIE HArpeBaX MPHU
80°C Bcro HOYB. PeaknnonHyro cMech GpuinbTpoBa. OOpa3oBaHre UMUHA OBUTIO KOJTMYECTBEHHBIM, M COJIEpIKa-
Ui IMHAH QIIBTPAT MCIIOIH30BANN HA CIIEAYIOMIEH cTaquu 03 OUHCTKH.

O6mras npomenypa K.

K pactBopy 3-0eH3m-5-(2-TUAPOKCHITHI)-4-METHATHA30I-3-1Ui XJIOpHIa B ATaHOJE NOOaBIAIN TPUITH-
JaMuH, ¥ cMech nepemernnBany npu 70°C B Teuenne 5 MuH. K 1mosrydeHHOMY JKEITOMY pacTBOPY 100aBIIsIIH
BT U PacTBOP UMHHA B 3TaHOJE. PeakIMOHHYIO cMech TepeMEIINBaIi B TepMETU3NPOBAHHON POOHpPKe
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npu 50-70°C B Teuenne 18-170 4, mocie 4ero peaknMOHHYIO CMECh OOIydalli B MUKPOBOJIHOBOW II€UH IIPH
160°C B Teuenue 4 MuH. PeaklluOHHYIO CMECh KOHLIEHTPUPOBAIIH MO/ CHIYKEHHBIM JJaBJICHHEM, U HEOUHUIICHHOE
BEIIIECTBO OYHUINAIHA (IenI-xpomMarorpadureil Ha CHIINKareyie Wil OCaKICHUEM.

O6mras npomeaypa L.

K pactBopy 3-0eH3mI-5-(2-THAPOKCUITHN )-4-METUITHA30JI-3-Ui XJIOpHUIA B 3TAHOJIC JTOOABIISIIA TPUITH-
JaMuH U cMech nepememBany npu 70°C B Tedenune 5 MuH. K mosydeHHOMY JKEITOMY PacTBOPY JTOOABIISIIH
aNbJEeTH/ U PaCTBOp MMHHA B 3TaHOJE. PeakMOHHYIO CMeCh NMepeMEeIINBaIi B TEPMETU3NPOBAHHON MpoOHupKe
mpu 50-70°C B Teuenue 18-120 4. PeaknmnoHHyI0 cMech KOHIICHTPUPOBAJH T10J] CHIKEHHBIM JaBJICHHEM U He-
OYMIIEHHOE BEIIECTBO OUMINAIH (hienr-xpomarorpadyeil Ha CHINKaresie Uil OCaXICHUEM.

Oo6mas npoueaypa M.

K pactBopy noaxonsmero mamona B DMF no0apnsuim ajkwiranun v kapOoHAT Kajiws. PeaknnoHHYIO
CMech NepeMelInBalIl P KOMHATHOH Temneparype B Tedenue 1-20 4. Jlo6asisimu Boxy. IlomydeHHbIi ocanok
(UIBTPOBAIN, CYIIMIM M TNEPEKPUCTALIM3HUPOBAIN C ITIOJNyYEHHEM JKEJIaeéMOro COeAnHeHus. B cimydae eciu
0ca/ika HeT, PEaKMOHHYIO CMECh AKCTPAarupoBaly dTHianeTaToM. OpraHuuecKuid CJION CYIIMIIN Hal Cylb(haToM
MAarHus, BEITIAPHBAIH IT0/T CHIDKCHHBIM JaBJIICHHUEM U OYHINAIH (Iiem-xpoMaTorpapuei.

O6mras npomenypa N.

K pactBopy crmupra (1,0 sxB.) B THF (manpumep, 3,5 mu/mMmons) nobasmsin DBU (1-2 9kB., 60ee KOH-
kpetHO 1,0 3xB.) 1 TBDMSCI (1-2 3kB., 6onee koHKpeTHO, 2,0 3kB.). Uepe3 4 4 mpu KOMHATHOU TeMIiepaType
PEaKIMOHHYIO CMECh pa30aBISIIN ATHJIAETATOM M IIPOMBIBaIH Bomoil. Da3sl paznemsumm. Opranndeckyio ¢aszy
MPOMBIBAIA COJICBBIM PAaCTBOPOM, CYIIMIIM HaJ CyIb()aToM HATpus, QIIBTPOBAIA W KOHICHTPHUPOBAIN MOJ
CHIDKEHHBIM JaBiieHueM. OcTaTok ounmiany (iem-xpomMarorpadueii Ha CrTukaresie.

Ob6mas npoueaypa O.

K pactBopy mHI01a B quxyiopMeTane, oxiaaxaeHHoMy 1o 0°C, o kamsm gobasisui 1M pactBop AndTH-
JTaTIOMUHUNA Xjopuaa B rekcane. Yepes 30 mun npu 0°C no0aBisaian pacTBOp alMiIXJIOpUIa B IUXJIOpMETaHE.
Peakunonnyro cmech nepemenmBany npu 0°C B TeueHue 2-3 4 ¥ BBUIMBAIHN B CMECh JIbaa/0y(hepHOTo pacTBopa
(pH 7). AnbrepHaTHBHO, HACBIMIEHHBIA pacTBOp OukapOoHaTa HATpus Wik 1M pacTBOp CETHETOBOM CONHU J0-
GaBmsH K peakMoHHOM cmecn. @a3wl pazaensu. OpraHudeckyro a3y IpOMBIBAIHA HACHIIICHHBIM PACTBOPOM
OukapOoHaTa HaTpHs, BOJAOH M COJIEBBIM PACTBOPOM, CYIIMIIA HAJl CYJIb(aToM HATPHs, GHUIBTPOBAIN M KOHIICH-
TPHUPOBAJIH MO/ CHIKEHHBIM JaBiieHueM. OCTaToOK ouuImaiy Qiem-xpomaTorpadpuel Ha CHIINKarese Wi 0Cax-
JICHHEM.

O6mas npoueaypa P.

K pactBopy a-merunkerona B THF, oxnaxnennomy no 0°C, mo6aBisiimu pacTBOp (peHHITPUMETHIAMMO-
HukTpuopomuaa B THF. Peakimonnyto cmech nepememuBany npu 0°C B TedueHue | 9 U Ipu KOMHATHOM TeMIie-
parype B Teuenue 2-20 4. PeakiunoHHYIO cMech (QHIBTPOBAIN M TBEPIOE BEIIECTBO IIPOMBIBAIIN ITHIIAIIETATOM.
OmwIbTpaT KOHIECHTPUPOBAIU O] CHIXKCHHBIM JaBiieHueM. OCTaTOK pa3Ieisuid MEKIY dTHIAIETATOM U BOJIOM.
®a3pl pazgermsun. OpraHudeckyro (asy MpPOMBIBATH COJICBBIM PAacTBOPOM, CYIIWIH HAJ CylIb(aTtoMm HaTpws,
(UIBTPOBANK Y KOHIICHTPUPOBAIHU O] CHIDKCHHBIM JIaBicHueM. OCTaTOK OYHMIIaIy (Ien-XxpoMaTorpadueii Ha
CHJIMKAreJie WIIN OCaXIICHUEM.

O6mras npomenypa Q.

K pactBopy crimpta B quxiopmerane n06aBmsuit DMAP u ykcycHbIN aHTHIpHI. PeakIMoHHYIO CMECh Tie-
peMeIMBaIy IPY KOMHATHOHM TemrepaType B Teuenne 15-60 MuH. PeakmmoHHyI0 cMeCh pa30aBIIsiii AUXJIOpPME-
TaHOM M TTPOMBIBAIH HACKIIIIEHHBIM pacTBOpoM OmkapOoHaTa HaTpus. OpraHudecKyro ¢a3y MpOMBIBAIN BOJIOW H
COJICBBIM PAcCTBOPOM, CYIIWIN HaJ Cyib(aroM HATpus, PUIBTPOBAIM W KOHIEHTPHUPOBAIN MO CHIDKEHHBIM
nasieHreM. OctaTok ounmamy (ienr-xpomatorpaduei Ha CHIIUKaresne.

Ob6mas npouexaypa R.

K pacrtBopy okcanmunxiopuaa B 0e3BOAHOM AMXJIOpMeTaHe, oxiaxaeHHoMy 1o 0°C, nobasmsiin DMF. Ye-
pe3 30 muH npu 0°C 10o0aBisIM HHIOT M PEaKMOHHYIO CMECh NepeMEeNINBaIN P KOMHATHON TeMIlepaTrype B
TeyeHue 1 4. PeakIMoHHY10 cMech KOHIIEHTPUPOBAJIH MO CHIXKEHHBIM aBieHueM. Octatok norjomanu B THF
u 20% pactBope anerata aMMOHHs. CMeCh KUISTHIN ¢ OOpaTHBIM XOJOAMIBHUKOM B TeueHue 30 muH. [locie
OXJTaXJICHUS 10 KOMHATHOW TEMIEepaTyphl PeaKIIMOHHYIO CMECh pa30aBiisuid dTmiareratoM. Dasel pa3gensim u
OopraHuYecKyIo ¢a3y MPOMBIBAIM PAaCTBOPOM OMKapOOHATa HATPHS, CYIIMIN HAJ CYIb(paToOM HATpHUs, QPHIBTPO-
BaJIM ¥ KOHIICHTPHUPOBAIIH ITOJT CHIDKEHHBIM AaBiieHreM. OcTaToK ounIany ¢uien-xpoMarorpadueii Ha CHInKa-
rene.

O6mas npoueaypa S.

K pactBopy cnoxxnoro a¢upa B cmecu THF n Mmetanona noGasisiin kapOoHaT Kajaus. PeakimoHHyIo cMech
nepemeruBany mpu 20-45°C B reuenue 3-5 4. PeakunonHyto cMech GpuibTpoBain U GUIBTPAT KOHIEHTPHPOBA-
JIM TIOJT CHIDKCHHBIM AaBlieHreM. OcTaTok ouninanu ¢uieni-xpomMarorpadueii Ha CHiTKareie.

[Mpumep 1. [Monyuenne 2-((3,4-mumeroxcudernn)amuno)- 1 -(1 H-nanon-3-mn)-2-pernnsTanona.

Cragus 1. 2-Xnop-1-(1H-nnnomn-3-mm)-2-peHrmTaHoH MoTydyail CoriacHo oOIei mpouenype A n3 uHIoIa
(1,000 r, 8,536 mmomb), mupuauaa (0,690 M, 8,531 mmonp) n a-xnopdenmnanerwaxiaopuna (1,610 r, 8,565
MMOJIB) B TOyode (22 mir). O4rucTKOM ocaxkaeHueM momyvanu 1,294 r (56%) xemaeMoro coeiMHEHUsS B Buze Oc-
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noro TBepaoro Bemectsa. ESI/APCI(+): 270, 272 (M+H); 292, 294 (M+Na). ESI/APCI(-): 268, 270 (M-H).

Cramus 2. 2-((3,4-Jumeroxcudenun)amuno)-1-(1H-ungon-3-ni)-2-GpeHmITaHOH NONMydalld  COTJIACHO
obmeit nponenype B u3 2-xmop-1-(1H-unmon-3-wun)-2-penmmranona (0,125 1, 0,463 mmons), 4-aMHHO-
Bepatpoua (0,142 1, 0,927 mmons) u TpudTmiiamuna (0,200 mi, 1,443 mmons) B DMF (2 mi). Ouunctkoit dmenr-
xpomarorpadueii Ha cuimkarene ¢ IpUMeHeHHeM rpanuenta >tunarnerara (10-100%) B renraHe ¢ mociexyro-
mel mepekpuctaum3anueld n3 stanona noinydanu 0,014 r (8%) skemaemoro coenwHEHHS B BHIEC OEXKEBOTO
TBepaoro Bemectsa. ESI/APCI(+): 387 (M+H); 409 (M+Na). ESI/APCI(-): 385 (M-H). 'H IMP (DMSO-d¢) &
8,87 (1H, br s); 8,15 (1H, m); 7,61-7,64 (2H, m); 7,45 (1H, d); 7,13-7,30 (4H, m); 6,60-6,65 (2H, m); 6,24 (1H,
m); 5,97-6,07 (2H, m); 3,65 (3H, s); 3,57 (3H, s).

[Ipumep 2. [Monyuenne 2-((3,5-mumetokcudenmn)amuHo )- 1 -(1 H-unmon-3-un)-2-permnTanona.

2-((3,5-Anmeroxcndennn)amMmuto)-1 -(1 H-ungon-3-m)-2-GpeHmnTaHoH NoMydalld COTJIaCHO O0mel Impo-
uenype B u3 2-xmop-1-(1H-urnon-3-mwi)-2-¢peraunstanona (0,054 r, 0,200 mMmonib), 3,5-ITMMETOKCHAHHITHHA
(0,068 1, 0,444 mmonb) u tpwdTHiamuna (0,100 mi, 0,717 mmoms) B DMF (2 wmi). Ouncrkoit ¢uremn-
XpoMmartorpauell Ha CHIIMKareie ¢ MpuMeHeHHeM rpaanenTa stunanerara (10-100%) B renrane ¢ mocuenyro-
mel nepekpucTau3anueil u3 sranona noxydamn 0,005 r (6%) jxemaeMoro CoeAMHEHHUS B BHJIE OEKEBOTO
tBepzoro Bemectsa. ESI/APCI(+): 387 (M+H). ESI/APCI(-): 385 (M-H). 'H SIMP (DMSO-d¢) & 12,12 (1H, br
s); 8,88 (1H, s); 8,16 (1H, m); 7,61-7,64 (2H, m); 7,45 (1H, m); 7,14-7,31 (5H, m); 6,35 (1H, m); 6,03-6,08 (3H,
m); 5,70 (1H, s); 3,61 (6H, s).

ITpumep 3. [Monyuenne 2-((3-a3Tokcudennn)amuno)- 1-(1H-unmon-3-un)-2-peHmm TanoHa.

2-((3-Orokcudennn)amMmuno)-1-(1 H-uamon-3-mi)-2-GeHna3TaHOH TOMydald COTJIACHO OO0IIel mpouexype
C u3 2-xs0p-1-(1H-unmon-3-un)-2-permmranona (0,050 r, 0,185 mmons), 3-3Tokcuanunma (0,100 mu, 0,751
mMmoutb) 1 DIPEA (0,100 mi, 0,574 mmoins) B DMF (2 M), 06ygaemMbIx B MUKpOBOJHOBOM nieun nipu 180°C B
tedeHue 15 mMuH. O4ucTKOM (iem-xpomarorpadueil Ha CHIUKAareyie ¢ MPUMEHEHUEM I'palueHTa dTHaIeTaTa
(10-40%) B rentane momydamu 0,010 r (15%) sxexaeMoro coemuHEeHUs B BUAC OSKEBOTO TBEPAOTO BEIICCTBA.
ESI/APCI(+): 371 (M+H); 393 (M+Na). ESI/APCI(-): 369 (M-H). "H SIMP (CDCl3) & 8,56 (1H, br s); 8,41 (1H,
m); 8,01 (1H, d); 7,53-7,55 (2H, m); 7,40 (1H, m); 7,20-7,32 (5H, m); 7,01 (1H, m); 6,29 (1H, d); 6,20-6,24 (2H,
m); 5,72 (1H, m); 5,52 (1H, m); 3,94 (2H, q);1,35 (3H, t).

[pumep 4. [omydyenune 2-((4-xm0p-3-mMeTokcuderun)amuno)- 1 -(1H-ungon-3-mn)-2-peHmmraHona.

2-((4-Xnop-3-merokcudenmn)amuHo)- 1 -(1H-uun0m1-3-mm)-2-peHmITaHoH  1oNy4aid COTJIacHO o0meH
npornenype C u3 2-xnop-1-(1H-unnon-3-un)-2-permmranona (0,104 r, 0,386 Mmonb), 3-MeTOKCH-4-XJTOpaHH-
muHa (0,105 1, 0,666 mmons) u DIPEA (0,200 mur, 1,148 MmMoiie) B DMF (2 M), 06:TydaeMbIX B MUKPOBOJIHOBOM
neun nipu 180°C B Tedenne 30 muH. OuncTkoi (ieni-xpomatorpadueid Ha CHIIMKareie ¢ MPUMEHEHHEM TPaIin-
enra stunaneraTa (10-40%) B renrane noxydanu 0,027 T (18%) xemaeMoro coennHEHNS B BUIE OEIIOT0 TBEPIO-
ro Bemectsa. ESI/APCI(+): 391, 393 (M+H); 413, 415 (M+Na). ESI/APCI(-): 389, 391 (M-H). 'H SIMP
(CDCl,) 6 8,65 (1H, br s); 8,40 (1H, m); 7,95-8,11 (2H, m); 7,50-7,53 (2H, m); 7,24-7,53 (5H, m); 7,05 (1H, d);
6,18-6,28 (2H, m); 5,70 (1H, s); 3,79 (3H, s).

IIpumep 5. Monyuenne 1-(1H-unnon-3-mn)-2-pennn-2-((3-(tpudropmerokcn)heHNIT)aMUHO ))ITAaHOHA.

1-(1H-Nunon-3-un)-2-pennn-2-((3-(tpudropmerokcn ) peHUIT)aMHHO )3TAaHOH TIOJTy4Yal COTJIacHO OOIIeH
nporenype C u3 2-xnop-1-(1H-urgon-3-mn)-2-pennnitanona (0,050 r, 0,185 mmons), 3-(TpudTopMeToK-
cu)anmmna (0,100 mut, 0,751 mmons) u DIPEA (0,100 M, 0,574 mmois) 8 DMF (2 M), 00iTygaeMbIX B MEKPO-
BoJHOBOH meun npu 180°C B Teuenne 15 muH. Ounctkoil ¢uem-xpomarorpadueil Ha CHIIMKareie ¢ MpuMeHe-
HHeM TpanuenTa stunanerara (10-40%) B renrane noxydamu 0,009 r (12%) sxenmaeMoro coenvHEHHs B BHIE
oexeBoro TBepaoro Bemectea. ESI/APCI(+): 371 (M+H); 393 (M+Na).

ESI/APCI(-): 369 (M-H). 'H SIMP (CDCLy) & 8,56 (1H, br s); 8,41 (1H, m); 8,01 (1H, d); 7,53-7,55 (2H,
m); 7,40 (1H, m); 7,20-7,32 (5H, m); 7,01 (1H, m); 6,29 (1H, d); 6,20-6,24 (2H, m); 5,72 (1H, m); 5,52 (1H, m);
3,94 (2H, q); 1,35 (3H, t).

IIpumep 6. [Monyaenne 2-((3-xmopdennn)amuno)-1-(1 H-unnon-3-wmm)-2-peHnnITaHoHa.

2-((3-Xnopdenmn)amuno)- 1 -(1 H-uamnoma-3-wmm)-2-heHmImTaHOH TIoMydaln coriacHo oomeii npomenype C
n3 2-xnop-1-(1H-unamon-3-un)-2-penmmranona (0,105 r, 0,389 mmons), 3-xnopanmnuHa (0,200 mur, 1,890
mMmoutb) 1 DIPEA (0,200 mu, 1,148 mmoins) B DMF (2 M), 061y4gaemMbIx B MUKpOBOJHOBOM nieun nipu 180°C B
teuerne 30 muH. OuncTkol (uem-xpomarorpadueil Ha CUIIMKareie ¢ NMPUMEHEHHEM I'paJMeHTa dTHialeTara
(10-40%) B remraHe ¢ MOCIEQYIOMICH epeKpucTaLTH3anueil u3 meraHona noaydanu 0,005 r (4%) xemaemoro
coenuHeHust B Buae Oemoro TBepmoro BemiectBa. ESI/APCI(+): 361, 363 (M+H); 383, 385 (M+Na).
ESI/APCI(-): 359, 361 (M-H). 'H SIMP (CDCls) & 8,59 (1H, br s); 8,40 (1H, m); 8,02 (1H, d); 7,51-7,53 (2H,
m); 7,21-7,38 (6H, m); 7,02 (1H, m); 6,54-6,65 (3H, m); 5,70 (1H, s).

IMpumep 7. Monyuenne 2-((3,4-mudropdenmn)amuno)-1-(1H-unnon-3-nn)-2-pennnsranona.

2-((3,4-Andropdennn)amuno)-1-(1H-nrnoma-3-mn)-2-heHNIITaHOH TIoJTy4Yail COTJIaCHO oOIel mporeny-
pe C u3 2-xmop-1-(1H-ungon-3-mn)-2-penmmranona (0,105 r, 0,389 mmons), 3,4-mudTopanmmmnaa (0,200 M,
2,017 mmons) u DIPEA (0,200 mu, 1,148 mmons) B DMF (2 M), o0aydaeMbIXx B MHUKPOBOJIHOBOW TIeUd MPH
180°C B Teuenue 30 muH. OurcTKON Qureni-xpoMarorpapueil Ha CUIMKaresie ¢ MPUMEHEHHUEM TPAaTUeHTa dTHII-
arerata (10-40%) B renrane ¢ mocneayromeil ouncTkoi npemapatuBHoit BOXXX (komonka XBridge, cocob 1)
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nonyuamu 0,025 r (18%) xemaemoro coexuHenus B Buue amopduoii comu. ESI/APCI(+): 363 (M+H); 385
(M+Na). ESI/APCI(-): 361 (M-H). 'H SIMP (CDCl;) & 8,59 (1H, br s); 8,40 (1H, m); 8,00 (1H, d); 7,49-7,52
(2H, m); 7,23-7,41 (6H, m); 6,71 (1H, m); 6,32-6,46 (2H, m); 5,30-5,64 (2H, m).

[Mpumep 8. INonyuenne 2-((3-propdennn)amuno)-1-(1H-nanon-3-mn)-2-peHnnsTanoHa.

2-((3-®dropdenmn)amuno)-1-(1 H-urnon-3-mr)-2-heHna3TaHoH ToTydail coriacHo oomel nporenype C
n3 2-xaop-1-(1H-uanon-3-un)-2-penmmranona (0,103 r, 0,382 mmois), 3-dpropanmwmaa (0,200 mum, 2,081
mMmoutb) 1 DIPEA (0,200 mur, 1,148 Mmmons) B aTaHome (2 Mit), 00rydaeMbIX B MUKpOBOJTHOBOH nieun mipu 180°C B
teuerre 30 MuH. O4UCTKON (em-xpomarorpadueil Ha CHIUKAaresie ¢ MPUMEHEHUEM I'palueHTa dTHaIeTaTa
(10% - 40%) B renrane momryganu 0,030 r (23%) >kemaeMoro coeqHEHUS B BHIE 0€KEBOTO TBEPAOTO BEIIECTBA.
ESI/APCI(+): 345 (M+H); 367 (M+Na). ES/APCI(-): 343 (M-H). 'H SIMP (CDCl3) & 8,59 (1H, br s); 8,40 (1H,
m); 8,01 (1H, d); 7,51-7,54 (2H, m); 7,22-7,41 (6H, m); 7,04 (1H, m); 6,46 (1H, d); 6,31-6,37 (2H, m); 5,69 (1H,
s); 5,30 (1H, s).

[Mpumep 9. Monyuenne 1-(1H-uanon-3-nm)-2-pennn-2-((3-(rpudpropmeTrin)hpeHnT)aMIHO )3TaHOHA.

1-(1H-Nunon-3-un)-2-pennn-2-((3-(tpudropmerit)peHT)aMIHO)ITAHOH  MIOJTYYaJId  COTJIACHO —OOIIeH
npouenype C wu3 2-xnop-1-(1H-ungon-3-wn)-2-penmmranona (0,104 r, 0,386 mmons), 3-(TpudTopme-
twn)armwiuaa (0,100 mi, 0,801 mmons) u DIPEA (0,200 mi, 1,148 mMoib) B 3TaHOoNe (2 MIT), O0My4yacMbIX B
MmukpoBosHoBoi neun npu 180°C B Teuenne 30 MuH. OuncTKoil Quenm-xpomaTorpadueil Ha CHIMKaresie ¢ npu-
MeHeHreM TpanuenTa stunanerata (10-40%) B rentane momyganu 0,028 r (18%) sxemaeMoro coeuHEHUS B BH-
ne GexeBoro TBeporo Bemectsa. ESI/APCI(+): 395 (M+H). ESI/APCI(-): 393 (M-H). 'H SIMP (CDCl;) & 8,59
(1H, br s); 8,41 (1H, m); 8,01 (1H, d); 7,51-7,54 (2H, m); 7,17-7,41 (7H, m); 6,80-6,90 (3H, m); 5,83 (1H, br s);
5,73 (1H, s).

ITpumep 10. [Momyuenune 1-(1H-unmon-3-mm)-2-((3-MmeTokcupeHmIT)aMuHO)-2-HEeHUIITAHOHA.

1-(1H-Uuanon-3-mm)-2-((3-MeTokCU(peHT)aMUHO )-2-HhEeHUIITAHOH TIOYYalld COTJIACHO 2 ONHCAHHBIM B
HACTOAIIEM JTOKYMEHTE pa3IMIHbIM MpoIieIypaM Kak crmocod A u croco6 B.

Croco6 A. 1-(1H-Ungon-3-mm)-2-((3-MeToKCU(ESHIT)aMUHO )-2-(DEHUIITAHOH TOIYYall COTJIACHO OOIIeH
nporenype C u3 2-xnop-1-(1H-unnon-3-un)-2-gpermmtanona (0,103 1, 0,382 mMMmoibp), 3-METOKCHAHHIMHA
(0,100 mm, 0,894 mmoms) u DIPEA (0,100 mut, 0,574 Mmoib) B 3TaHoe (2 M), 00Iy4aeMbIX B MEKPOBOJHOBOM
neyn npu 180°C B teuenne 30 muH. Ounctkoil (uren-xpomarorpadueil Ha cuiInKaresie ¢ NpUMEHEHUEM T'Pajin-
enra stmnanerata (10-40%) B rentane noxyvanu 0,050 T (37%) xemaeMoro coeIMHCHUS B BUIE OCIIOTO TBEPIO-
ro Bemectsa. ESI/APCI(+): 357 (M+H); 379 (M+Na). ESI/APCI(-): 355 (M-H). 'H SIMP (CDCl;) & 8,67 (1H,
br s); 8,41 (1H, m); 7,98 (1H, d); 7,50-7,53 (2H, m); 7,20-7,39 (6H, m); 7,01 (1H, m); 6,23-6,25 (2H, m); 5,70
(1H, s); 5,52 (1H, br s); 3,72 (3H, s).

Crioco6 B.

Cramus 1. 1-(1H-Mamon-3-nn)-2-peHnnITanoH noaydann coriiacHo obmieit nponenype O u3 pactBopa 1H-
nHgona (2,500 r, 21,34 mmomnp) B nuxmopmerane (80 mi), 1M pacTBopa JUITHIATIOMUHHUNA XJIOpUIA B TeKCaHE
(32,00 Mz, 32,00 mmomb) U pacTtBopa ¢peHmnanetmwxiaopuaa (4,300 miu, 32,27 mMons) B quxiiopmerane (80 m).
OuncTKON OCaKACHNEM U3 dTIiareraTa noxydann 3,240 r (65%) jkenaeMoro coOequHEHHUS B BUIE OEJI0ro TBEp-
noro Bemectsa. ESI/APCI(+): 236 (M+H). ESI/APCI(-): 234 (M-H).

Cranus 2. 2-bpom-1-(1H-uan0m1-3-1m1)-2-peHnIITaHOH MoJIyqain coriacHo obmiel npouenype P u3 pac-
tBOpa 1-(1H-unnon-3-un)-2-penmmranona (3,240 r, 13,77 mmoins) B THF (140 M) n pactBopa GpeHUNTPUME-
TruaMMoHuitTpuopomuna (5,700 1, 15,16 mmons) B THF (70 mun). Peakunonnyto cmech nepemenBany npu 0°C
B TeueHHe | 4 M pH KOMHATHOH Temneparype B TedeHue 4 4. OUHCTKON OCa)XIeHHEM M3 dTUIIAIETaTa ¢ MOJy-
yerueM 3,690 1 (85%) sxemaemoro mpoxaykra B Buue Oenoro Tepuoro BemectBa. ESI/APCI(+): 314, 316
(M+H); 336, 338 (M+Na). ES/APCI(-): 312, 314 (M-H). 'H IMP (DMSO-d) & 12,21 (1H, br s); 8,67 (1H, s);
8,20 (1H, m); 7,68 (1H, d); 7,0-7,4 (7H, m); 6,84 (1H, s).

Cramus 3. 1-(1H-Unnon-3-mm)-2-((3-meTokcueHNT)aMIHO )-2-QEeHMITAHOH MTOJTYJalid COTIAcHO 0OIIei
npouenype E uz 2-6pom-1-(1H-urmon-3-nn)-2-perannyranona (0,032 r, 0,102 mmons) u Meta-aam3uaunaa (0,063
M, 0,563 mMoip) B anierorutpriie (0,5 mur), obaydaemMbIx B MEUKpOBOJIHOBOW meun mpu 100°C B Teuenue 15
MuH. OuncTKO# (rent-xpomarorpadueii Ha CHIHKareie ¢ IpUMEHEHHeM TpanueHTta stmiarnerata (20-60%) B
renrrane romydanu 0,030 1 (83%) xxemaeMoro nmpoaykra B BUJE OSIIOT0 MOPOIIKA.

[Mpumep 11. Iomyuenue 2-((3,5-mudropdenmn)amuno)-1-(1 H-ungomn-3-mn)-2-peHmmTaHoHa.

2-((3,5-Andropdennn)amuno)- 1 -(1H-nrmoma-3-mn)-2-heHNIITaHOH TIOJTy4Yail COTJIACHO oOIel mporeny-
pe C u3 2-xyop-1-(1H-unnon-3-mn)-2-pennmranona (0,103 r, 0,382 mmons), 3,5-qudropanmmmna (0,117 T,
0,906 mmons) u DIPEA (0,100 mi, 0,574 MMoib) B aTanoie (2 mMit), 001yd4aeMbIX B MUKPOBOJIHOBOM UM MpH
180°C B Teuenue 30 muH. Ounctkoit Qrem-xpomarorpaduell Ha CHIIMKarese ¢ MPUMEHEHHEM I'paJeHTa YTHIIalle-
tara (10-40%) B rentane nmoyyanu 0,008 r (6%) jkenaeMOro CoeIMHEHUs B BUZE OSKEBOIO TBEPAOTO BEIIECTRA.
ESIAPCI(+): 363 (M+H); 385 (M+Na). ES/APCI(-): 361 (M-H). 'H SIMP (CDCL;) & 8,63 (1H, br s); 8,38 (1H,
m); 7,99 (1H, d); 7,51-7,54 (2H, m); 7,23-7,41 (7H, m); 6,08-6,18 (2H, m); 5,88 (1H, br s); 5,65 (1H, m).

[Ipumep 12. IMomyuenue 2-((3,5-mumeroxcudennn)aMuto)- 1 -(2-metmi- 1 H-urmon-3-nm)-2-peHnnITanoHa.

Cramus 1. K pactBopy 2-metmmazgona (0,098 r, 0,747 mmons) u nupuauaa (0,070 v, 0,865 MMoits) B TO-
ayone (2 mu), Harperomy npu 55°C, mo kammsm gobaBisiian o-xnopdenwnanerwnxiopun (0,120 mi, 0,762
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mmonb). KopruneBaTtoe mMacio otaesnsum mnocie no6asienust. Cmecs HarpeBaiu B TedeHue 4 4 npu 55°C u 3atem
no6asismn Boxy. Dasbl pazgensun. Boanyro a3y skcrparnposaiu stunaneraroM. Opranudeckue ¢asbl o0be-
JUHSITH, TIPOMBIBAJIM COJIEBBIM PAacTBOPOM, CYIIHMJIH HaJ CyIb(PaToM HATpHs, GUIBTPOBAIN U KOHIICHTPUPOBAIH
TIOJ CHM)KEHHBIM JaBiieHreM. OCTaToK o9mIiany Qiem-xpoMaTorpadueii Ha CHIMKareie ¢ MpUMEHEHNEM Ipa-
muenta stianerata (10-40%) B renrane ¢ noxygennem 0,068 r (32%) 2-xmop-1-(2-metnn-1H-unmon-3-mn)-2-
(dhenmmTanona B Buae 0exeBoi nmeusl. ESI/APCI(+) 284 (M+H); 306 (M+Na). ESI/APCI(-): 282 (M-H).

Cramus 2. 2-((3,5-Ammerokcudennn)aMmuuo)- 1 -(2-metni- 1 H-urmon-3-mun)-2-peHuIITaHOH TOTydaid Co-
rimacHo obmei nporeaype C u3 2-xmop-1-(2-metmn-1H-unnon-3-mn)-2-dpennmranona (0,068 t, 0,240 mmods),
3,5-mumerokcuanmmna (0,173 1, 1,129 mmomns) u DIPEA (0,250 mu1, 1,435 mMmonb) B 3TaHoe (2 M), o0mydae-
MBIX B MUKpOBOJIHOBO# 1eun mpu 180°C B Teuenue 30 Mun. OuncTkoii duem-xpomaTtorpadueil Ha CUIMKarese
¢ mpuMeHeHreM rpaaueHTa tmnanerara (10-40%) B renrane noxydanu 0,029 r (30%) sxenaeMoro coenuHEHUS
B BHze OexeBoro TBepaoro semectsa. ESI/APCI(+): 401 (M+H); 423 (M+Na). ES/APCI(-): 399 (M-H). 'H
SAMP (CDCl;) 6 8,40 (1H, br s); 8,10 (1H, d); 7,46-7,47 (2H, m); 7,20-7,32 (6H, m); 6,04 (1H, d); 5,85-5,89 (3H,
m); 5,43 (1H, br s); 3,73 (6H, s); 2,68 (3H, s).

[Mpumep 13. Momyuenue 1-(6-x10p-1H-nan0n-3-m1)-2-((3,5-aumMerokcnpeHnT)aMruHO )-2 - eHUITITAHOHA.

Cramus 1. K pactBopy 6-xnopunnona (0,103 t, 0,679 mmons) u nmupuauHa (0,060 M, 0,742 MMoIIB) B TO-
ayone (2 mun), HarperoMmy npu 55°C, mo kammsm pobaBisiin o-xnopdenmnanerunxiopua (0,100 i, 0,635
MMouTb). KopraHeBaToe Macio oTnessum mocie godasienus. CMech nepemMemmBaiy B Tedenne 18 1 mpu 55°C u
3aTeM Jo0aBisu Bony. a3l pasnemsuid. Boxnyro ¢asy skcrparupoBaiu stuinarneratoM. Opranndeckue (assl
00BEeTMHSITN, TIPOMBIBAIIN COJICBBIM PACTBOPOM, CYIIWIIN HaJ Cylb()aTOM HAaTPUSA W KOHICHTpHpoBain. OCTaToK
ounmanyu Quem-xpomaTorpaduel Ha CHIMKareie ¢ MIpuMEeHeHHeM rpaaueHTa stmianerara (20-60%) B renTane
¢ nmoyaeruem 0,073 t (35%) 2-xiop-1-(6-x10p-1H-unmon-3-mn)-2-peHmnTaHoOHa B BHIE KOPUYIHEBOTO TBEP-
noro BemecTtBa. ESI/APCI(+): 304, 306 (M+H); 326, 328 (M+Na). ESI/APCI(-): 302, 304 (M-H).

Cramus 2. 1-(6-Xnop-1H-unnon-3-mm)-2-((3,5-aumerokcnpeHnn)aMuHo )-2-peHUIITaHOH TTOMyYaid CO-
riacHo obmied mpouenype C u3 2-xiop-1-(6-xmop-1H-unmon-3-mn)-2-penmmranona (0,073 r, 0,240 mMMous),
3,5-mumerokcuanmmHa (0,100 T, 0,653 Mmmomns) u DIPEA (0,200 mu1, 1,148 MMmonb) B 3TaHoe (2 M), 00mydae-
MBIX B MUKpOBOJIHOBOI 1eun mpu 180°C B Teuenue 30 Mun. OuncTkoil duem-xpomaTtorpadueil Ha CHIMKarese
¢ mpuMeHeHueM rpaaueHta stunanerara (10-40%) B remrtaHe ¢ ToOcieAyIOUIEH OYUCTKOW MpenapaTUBHON
BOXX (kxomonka XBridge; cnoco0 2) momyganu 0,010 r (10%) emaemMoro coequHEHHs B BUAE OEJIOT0 TBEPIO-
ro Bemectsa. ESI/APCI(+): 421, 423 (M+H). ESI/APCI(-): 419, 421 (M-H). 'H SIMP (CDCl;) & 8,63 (1H, br s);
8,30 (1H, d); 7,95 (1H, d); 7,48-7,51 (2H, m); 7,21-7,37 (6H, m); 5,84-5,87 (3H, m); 5,66 (1H, s); 5,49 (1H, br
s); 3,70 (6H, s).

IIpumep 14. Tlonyuenme 1-(1H-unmomn-3-mn)-2-((3-merokcu-5-(Tpudropmerri)heHm)aMiuHo )-2-heHUIT-
STaHOHA.

1-(1H-Uuamon-3-um)-2-((3-MeToKCH-5-(Tpu TOPMETII ) P EHIIT)aMUHO ) -2 -(heHUIITAHOH TTOTYJalId COTIACHO
obmeit nporenype C u3 2-xaop-1-(1H-unmon-3-un)-2-penmmranona (0,109 r, 0,404 mMmomb), 3-MEeTOKCH-5-
(tpudropmerun)anmnura (0,108 r, 0,565 mmons) u DIPEA (0,100 mi, 0,574 MmMons) B 3TaHomne (2 M), 00Iy-
YaeMbIX B MHUKpOBOJIHOBOH nieun npu 180°C B teuenne 30 muH. Ounctkoii duenr-xpomarorpadueii Ha CHIMKa-
reyie ¢ mpuMeHeHueM rpaauenta stunanerara (10-40%) B rentane ¢ mocieayrouieil OUUCTKON MpenapaTUBHON
B3XX (komonka XBridge; cioco6 1) momyqanu 0,024 r (14%) xkemaeMoro COeIMHEHUS B BUJIE OCIIOTO TBEPJIO-
ro Bemectsa. ESI/APCI(+): 425 (M+H); 447 (M+Na). ESI/APCI(-): 423 (M-H). 'H SIMP (CDCl;) & 8,63 (1H,
br s); 8,41 (1H, m); 7,99 (1H, d); 7,50-7,52 (2H, m); 7,21-7,38 (6H, m); 6,54 (1H, s); 6,42 (1H, s); 6,33 (1H, s);
5,84 (1H, br s); 5,70 (1H, m); 3,74 (3H, s).

IIpumep 15. Iomyuenue 2-((3-prop-5-merokcudennn)amuno)-1-(1 H-unmon-3-mn)-2-peHnniTanoHa.

2-((3-Drop-5-meTokcudenmn)amMmuHo)- 1 -(1 H-unmon-3-mn)-2-peHmITaHOH  MOTyYalid  COTJIAcHO  00mIei
npoueaype C uz 2-xmop-1-(1H-ungon-3-mn)-2-penmmranona (0,105 r, 0,389 mmons), 3-meTokcu-5-propann-
muHa (0,100 M, 0,849 mmons) u DIPEA (0,100 mut, 0,574 MMo:1b) B 3TaHosIe (2 M), 00JydaeMbIX B MUKPOBOJI-
HoBo# nieun nipu 180°C B Teyenne 30 muH. OuncTkol (ireni-xpoMatorpadgueit Ha CUIMKarese ¢ MPUMEHEHUEM
rpagueHTa stuianerata (10-40%) B remraHe ¢ mocneayromel odnMCTKOW mpemapatnBHOW BOXX (komonka
XBridge; croco6 1) momywamu 0,047 r (32%) sxeaeMOro CoeAWHEHUsS B BHAE OEJIOT0 TBEPAOTO BEIIECTBA.
ESI/APCI(+): 375 (M+H); 397 (M+Na). ESI/APCI(-): 373 (M-H). 'H SIMP (CDCl3) & 8,61 (1H, br s); 8,41 (1H,
m); 8,00 (1H, d); 7,50-7,52 (2H, m); 7,25-7,33 (6H, m); 5,95-6,02 (3H, m); 5,68 (2H, m); 3,70 (3H, s).

[Mpumep 16. [onyuenue 1-(1H-unnon-3-un)-2-penun-2-(mupuanH-3-nraMiHO )ITAHOHA.

1-(1H-Nunomn-3-wun)-2-pennn-2-(MMpuIuH-3-MIaMIHO )3TaHOH TOJTydalld COTJIacCHO oOmiei mporenype D
u3 2-xnop-1-(1H-ungon-3-mn)-2-gpernmatanona (0,107 r, 0,397 mmons), 3-amurommpununa (0,099 1, 1,052
mmonb) U PS-DIPEA (TBepnodasnas momnoxka 3,56 mmois/r; 0,300 r, 1,068 MMois) B aleToHUTpHIIE (2 MI).
OuncTioii drem-xpoMaTorpadueil Ha CHINKareie ¢ IpuMeHeHneM TrpaauenTa metanona (0-20%) B auximopme-
TaHe C MOCIEAyIoIel ouncTkoi npenaparuBHoit BOXX (xomonka XBridge; coco6 2) momryganu 0,004 1 (3%)
JKETaeMoro COoeJMHEeHUs B Buue OexeBoro amopduoro teepaoro BemectBa. ESI/APCI(+): 328 (M+H).
ESI/APCI(-): 326 (M-H). 'H SIMP (CDCl;) & 8,70 (1H, br s); 8,37 (1H, m); 8,11 (1H, d); 7,99 (1H, d); 7,89 (1H,
d); 7,48-7,51 (2H, m); 7,35 (1H, m); 7,19-7,29 (5H, m); 6,93-6,99 (2H, m); 5,67-5,72 (2H, m).
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[Mpumep 17. Ionyuenue 1-(1H-unnon-3-un)-2-dpenun-2-(mupuanH-4-nraMiHO )3 TAHOHA.

1-(1H-Nunomn-3-un)-2-pennn-2-(mupuauH-4-1iIaMIHO )3TaHOH TOJIydalld COTJIacCHO oOmieit mporenype D
n3 2-xnop-1-(1H-ungon-3-mn)-2-penmmranona (0,103 1, 0,382 mmons), 4-amuaonupunuaa (0,098 r, 1,041
mMmoutb) 1 PS-DIPEA (tBepmodasznast mommoxka 3,56 mmoinb/T; 0,295 r, 1,050 MMoup) B ameroruTprite (2 mi).
OuncTkoii ¢rem-xpoMaTorpadueil Ha CHINKareie ¢ IpuMeHeHneM TrpanuenTa metanona (0-20%) B auximopme-
TaHe ¢ MoCenyromel ouncTkon npenapatuBHoit BOXX (komonka XBridge; coco6 5) momyganu 0,022 1 (18%)
JKeIaeMoro coeMHeHus B Buae OeskeBoro TBepmoro BemectBa. ESI/APCI(+): 328 (M+H). ESI/APCI(-): 326
(M-H). 'H SIMP (CDCl) & 8,32 (1H, m); 8,22 (1H, m); 8,05 (1H, d); 7,3-7,55 (11H, m); 6,80 (1H, d).

IIpumep 18. IMomyuenue 1-(1H-unmon-3-mm)-2-((3-MeTokcupeHIWT)(METHIT)aMIHO )-2 - eHIIITAaHOHA.

1-(1H-Uanon-3-mm)-2-((3-MeTokCHu(peHIT)(METHIT )aMHHO )-2-(pEeHIIPTAHOH  MOTyJalld  COTJIacCHO — oOImei
nporienype D w3 2-xmop-1-(1H-unpon-3-un)-2-penmmranona (0,101 1, 0,374 wmmonb), N-mermi-3-
Metokcuarmnraa (0,100 v, 0,752 mmone) 1 PS-DIPEA (TBepmodasnas nommoxkka 3,56 mmons/T; 0,292 1, 1,040
MMOJIB) B aneToHUTpuiIe (2 mMi). Ounctkoii dienr-xpomarorpaduell Ha CHIMKaresie ¢ MPUMEHEHHEM TpaJieHTa
stunarerata (10% - 40%) B renTane ¢ mocienyromei ounucTkoil npenapatuBHoii BOXKX (komonka XBridge;
crioco6 1) moyuanu 0,011 T (8%) skemaemoro coequHeHUs B Buje OexxeBoro TBepaoro Bemectsa. ESI/APCI(+):
371 (M+H); 393 (M+Na). ESI/APCI(-): 369 (M-H). 'H SIMP (CDCl;) & 8,41 (1H, m); 7,73 (1H, s); 7,13-7,41
(7H, m); 6,26-6,50 (4H, m); 3,77 (3H, s); 2,93 (3H, s).

ITpumep 19. IMomyuenue 1-(1H-unmon-3-un)-2-((3-MmeTokcupeHIT)aMUHO)-2-(TUPUINH-3-HIT)dTAaHOHA.

Cramus 1. Tper-byTtun-3-hpopmui-1H-unmomn-1-kapOokcmnaT moiydanu corjacHo oOriei npouenype F u3
1H-unnon-3-kapbamsaeruga (3,770 r, 25,97 mmons), mu-tpeT-Oyrunaukapoonara (6,800 r, 31,16 MMoib) u
DMAP (0,317 1, 2,595 mmomns) B anetonutprute (70 mur) ¢ mosrygeruneM 6,100 T (96%) sxemaeMoro coeiMHEHUS B
BHJIE YKeITOro TBeporo coexuuenms. 'H SIMP (DMSO-dg) & 10,09 (1H, s); 8,66 (1H, s); 8,15 (2H, dd); 7,32-
7,53 (2H, m); 1,68 (9H, s).

Cramust 2. 3-Metokcu-N-(TTHpUANH-3-UIMETHIICH )aHIIIMH TTOJTydall KOJWYECTBEHHO COTJIACHO OOmIei
nporenype G u3 3-mupuauamikapookcanpaeruna (0,179 v, 1,867 mmons), cynsdarta maraus (0,300 r, 2,492
MMoJib) U 3-meTokcuanmmHa (0,230 r, 1,867 MMois) B aTanomne (1 mi).

Cramus 3. 1-(1H-Unnon-3-mn)-2-((3-MeTokcnpeHnT)aMuHo )-2~(IMPUAXH-3-1IT)3TaHOH TOJIyYaln coriac-
HO oOmeit mponenype K n3 cmecn 3-6eH3mi-5-(2-ruppokcuaTui)-4-MeTrnTrazon-3-uit xmopuna (0,101 r, 0,373
mmonb) U TpraTHaamMuna (0,052 i, 0,373 mmonb) B stanone (1 mur), Tper-OyTtui-3-dopmui-1H-unnon-1-
kapookcunara (0,549 r, 2,239 mmonb) u pactBopa 3-MeTOoKcH-N-(upuanH-3-unMetwiieH)anmwina (1,867
MMoJTb) B dTaHoie (1 i), HarpeBaeMbix mpu 70°C B Tedenne 2 cytok. OuncTkoii aenr-xpomatorpadueii Ha
CHJIMKarejie ¢ IpuMeHeHHeM TpaaneHTa stunanerara (20-100%) B renTane ¢ MOCIEAYIOMNUM OCAKIACHUEM U3
anerorntpmwia momydamn 0,050 T (8%) jkemaemMoro coenMHEHHS B BHAE OCIOTO TBEPAOTO BEMIECTBA.
ESI/APCI(+): 358 (M+H). ESI/APCI(-): 356 (M-H).

IIpumep 20. [Momyuenune 1-(1H-unmon-3-un)-2-((3-MmeTokcupeHmIT)aMuHO)-2-(MTUpUINH-4-1T)dTAaHOHA.

Cramus 1. 3-Metokcu-N-(upuanH-4-UIMETHIICH )aHIIIMH TOJTydall KOJMYECTBEHHO COTJIACHO OO0mei
npornenype G u3 4-mupuauamikapookcanpaeruna (0,179 v, 1,867 mmons), cynsdaTta maraus (0,300 r, 2,492
MMoJIb) U 3-meTokcuanmmmHa (0,230 r, 1,867 MMois) B aTanomne (1 mi).

Cranmus 2. 1-(1H-Unnon-3-mn)-2-((3-MeTokcnpeHn1)aMuHo )-2~(IMPpUANH-4-1IT)3TaHOH TOJIyYaln coriac-
HO o6Omieit mpoueaype K u3 cmecu 3-6eH3mi-5-(2-runpokcudtin)-4-Metmwitrason-3-uit xiaopuna (0,101 r, 0,373
mmoinb) U TpraTHiaamMuHa (0,052 i, 0,373 mmonb) B sranone (1 mur), Tper-OyTtui-3-dopmui-1H-unnon-1-
kapOokcmimata (0,549 1, 2,239 MMonb) u pactBopa 3-MeTokcH-N-(mupuauH-4-miMerwieH)anmwmaa (1,867
MMoJIb) B dTaHoie (1 i), HarpeBaeMbix mpu 70°C B Tedenne 2 cytok. OuncTkoii daenr-xpomatorpadueii Ha
CHIIMKarejie ¢ IpuMeHeHHeM TpaaneHTa stunarerara (20-100%) B renTane ¢ MOCIEAYIOMNUM OCaKICHUEM U3
muxinopmerana monydaimn 0,074 r (11%) skemaemoro coegwHeHHWs B BHAE O€JIOr0 TBEPIOTO BEIIECTBA.
ESI/APCI(+): 358 (M+H). ESI/APCI(-): 356 (M-H).

[Tpumep 21. TTony4enwne 1-(1H-uam01-3-11)-2-((3-MeToKCudeHmT)aMUuHO ) -2 -(4-(MeTHIIC Yy B (hO-
HWI)(heHMIT)ITaHOHA.

Cramus 1. 3-Merokcn-N-(4-(MeTuncynbhoHMIT)OSH3UINICH))aHWINH TTOJYYaId KOJUYECTBEHHO COTJIACHO
o6eit nponenype G n3 4-(merwicyibdonmn)oensansaeruaa (0,748 r, 4,061 mmons), cynbpara maraust (0,600
T, 4,985 mmois) u 3-metokcuanmwiuHa (0,500 r, 4,060 mmois) B 3Tanose (5 mu). ES/APCI(+): 290 (M+H).

Cramus 2. 1-(1H-Unagon-3-um)-2-((3-meTokcudenun)aMuHo)-2-(4-(MeTuiacynb(GoHmT)pEeHUI)3TaHOH  TI0-
JTydanu cornacHo obmieit npouenype K u3 cmecn 3-6eH3mi-5-(2-ruapoKcnaThin)-4-MeTHIITHA30II-3-1i XJI0puia
(0,056 T, 0,207 mmoub) 1 TpudTHIIaMuHa (0,029 mur, 0,207 MMouts) B aTanode (1 mur), Tper-0yTii-3-hopmri-1H-
nHAo7-1-kapbokcunara (0,305 r, 1,244 mmonb) u pactBopa 3-MeTOKCH-N-(4-(MeTHICYIH()OHMIT)OCH3UIH-
neH)aamnuHa (1,037 MMoub) B aTanone (1 mi), HarpeBaeMbix nipu 70°C B Tedenue 2 cyTok. OuucTikou iernr-
xpomarorpadueii Ha cuiHKareine ¢ IpUMEHEHHeM rpanuenta >tunanerara (20-100%) B renraHe ¢ mociexyro-
MM OcaxIeHueM 3 nuxiopmerana norydand 0,048 r (10%) xemaeMoro coeAMHEHHS B BHJE OEI0T0 TBEPIOTO
BeriectBa. ESI/APCI(+): 435 (M+H). ESI/APCI(-): 433 (M-H).

[Mpumep 22. Tlonyuenue 1-(1H-unnon-3-wun)-2-((5-MeTHIM30KCa301-3-1I1)aMIHO)-2 - eHIII TAaHOHA.

Cragus 1. N-BenswnuneH-5-MeTHIIN30KCa301-3-aMUH TIOJTYYalid COTJIacHO oOmied mpouenype G u3 OcH-

-64 -



040588

sampaeruna (0,193 mu, 2,039 mmons), cynbdarta maraus (0,300 1, 2,492 MMoOIB) ¥ 3-aMHHO-5-METHIIU30KCa3071a
(0,200 1, 2,039 mmonB) B 3TaHONE (2 MIT).

Cramus 2. 1-(1H-Mumon-3-wmn)-2-((5-MeTniam30Kca30i-3-uia)aMHuHO )-2-(eHIIAITAHOH TOJTyYaal COTJIACHO
obmeit mponenype K u3 cmecu 3-0eH3un-5-(2-ruapokcudTii)-4-mMetumntraszon-3-uid xinopuaa (0,056 r, 0,207
MMoub) B TpmdTmwiamuaa (0,029 Mn, 0,207 mmons) B atanosne (1 wmur), Tper-Oytui-3-popmu-1H-uamon-1-
kapookcmiata (0,308 r, 1,257 MMonb) u pacTBopa N-OeH3UIUACH-5-MeTHIIM30KCca301-3-amuHa (1,047 MMomb) B
aranode (1 ), HarpeBaeMbix pu 70°C B Tedenune 2 cytok. OuncTkoit diemr-xpomarorpadueil Ha CHITUKarele
¢ mpuMeHeHHeM rpanuenTta stmianerata (20-100%) B remraHe ¢ MOCIETYIOMEH OYMCTKON IMpemnapaTHBHON
B3XX (komonka XBridge, cioco6 2) momyuanu 0,060 T (16%) xenaeMoro coemMHEHUS B BHJIE OEIIOr0 MOPOIII-
ka. ESI/APCI(+): 332 (M+H). ESI/APCI(-): 330 (M-H).

[Mpumep 23. [onyuenue 2-(¢pypan-2-uin)-1-(1H-unnon-3-mn)-2-((3-meTokcupeHUIT)aMHHO )3 TAHOHA.

Cragus 1. N-(DypaH-2-HIMETHICH)-3-METOKCUAHIIIUH TTOJTYYaId KOJTHYCCTBEHHO COTJIACHO OOMICH Ipo-
uenype G u3 2-¢pypansaeruna (0,390 r, 4,059 mmons), cynedarta maraus (0,733 r, 6,090 MMoib) U 3-METOKCH-
anmmHa (0,500 T, 4,060 MMoIIb) B aTaHome (5 mir). 'H sIMP (DMSO-dg) ¢ 8,45 (1H, s); 7,95 (1H, s); 7,24-7,41
(1H, m); 7,16 (1H, d); 6,77-6,87 (3H, m); 6,72 (1H, dd); 3,79 (3H, s).

Cramus 2. 2-(®ypan-2-un)-1-(1H-urmon-3-nm)-2-((3-MeTOKCU(PEHIIT)aMUHO)ITAaHOH TOJIyJalid COTJIACHO
obmeit mponenype K n3 cmecu 3-6eH3un-5-(2-ruapokcuaTv)-4-MeTruntrazon-3-uid xiopuma (0,046 r, 0,170
MMoutb) u TpmdTHiamuaa (0,024 M, 0,170 mmons) B atanosne (1 wmur), Tper-OyTui-3-popmu-1H-uamon-1-
kapookcmiaTa (0,250 T, 1,019 MMoinb) u pactBopa N-(dypan-2-unmernieH)-3-Merokcuanmwimia (0,849 MMoub)
B otanoie (1 mur), HarpeBaembix Tipu 70°C B Teuenne 2 cyTok. OuncTko#t dem-xpomarorpadueii Ha CHITHKare-
Jie ¢ MpUMeHeHHeM rpaaueHTa stmnanerara (20-100%) B renraHe ¢ mociexyromeil OYHCTKON MpemapaTuBHOM
BDXX (xomonka XBridge; crioco6 1) momywanu 0,058 r (19%) xenaeMoro coeMHeHHs B Buae 6€I0ro TBEpI0-
ro BemiectBa. ESI/APCI(+): 347 (M+H). ESI/APCI(-): 345 (M-H).

[Mpumep 24. Tonyuenue 1-(1H-unnon-3-um)-2-((3-meTokcudeHmT)aMiHo)-2-(THOQEeH-2-HiT)ITAHOHA.

Cranus 1. 3-Metokcu-N-(TnodeH-2-uIMeThIIeH )JaHIMH TOTydalld KOJIMYEeCTBEHHO COTfIacHO of1mel mpo-
nenype G u3 2-tnodenkapookcanpaeruna (0,455 r, 4,057 mmons), cynbdara maraus (0,733 r, 6,090 mMois) u
3-meroxcnanmnuna (0,500 r, 4,060 MMoIIb) B 9TaHOIE (5 MIT).

Cramus 2. 1-(1H-Ungon-3-mr)-2-((3-meTokcudeHn )aMuHO )-2-(THOPEH-2-1IT)3TAHOH TIOIYJaJId COTIIACHO
obmeit mponenype K n3 cmecu 3-0eH3un-5-(2-TuapokcuaTv)-4-MeTrnTrazon-3-uid xiopuaa (0,046 r, 0,170
MMoutb) u TpmdTHiamuaa (0,024 M, 0,170 mmons) B atanosne (1 wmur), Tper-OyTui-3-popmui-1H-uamon-1-
kapookcmiata (0,250 r, 1,019 MMoib) 1 pactBopa 3-metokcu-N-(Tnoden-2-mmmermieH)anwmaa (0,185 r, 0,849
MMoJTb) B dTaHoie (1 i), HarpeBaeMbix mpu 70°C B Tedenne 2 cytok. OuncTkoii daenr-xpomatorpadueii Ha
CHJIMKarejie ¢ MpuMeHeHneM rpaauenta stuianeraTa (0-100%) B rentane ¢ mociexyromeil O9UCTKON mpernapa-
tuBHOM BOXX (xomonka XBridge; croco6 2) momydanu 0,058 r (7%) »xemaeMoro coequHEHHsI B BUAE Macia.
ESI/APCI(+): 363 (M+H).

ESI/APCI(-): 361 (M-H).

Mpumep 25. Tlomywenme 1-(1H-mamon-3-wmn)-2-((3-MeTokcupeHNIT)aMIHO)-2-(5-METHIN30KCa3011-3-
WJT)3TaHOHA.

Cramus 1. 3-Metokcu-N-((5-MeTHIN30KCa3051-3-MIT)METHIICH JaHIUIIMH TTOJTYYaJid KOJTUIeCTBEHHO COTIIACHO
obmeit mponenype I u3 S-metmnmsokcazon-3-kapoampaerugaa (0,151 r, 1,359 MMonp) u 3-MeTOKCHaHMINHA
(0,152 M1, 1,353 mmons). 'H IMP (DMSO-dg) & 8,69 (1H, s); 7,35 (1H, t); 6,85-6,97 (3H, m); 6,69 (1H, s); 3,81
(3H, s); 2,50 (3H, s).

Cramus 2. 1-(1H-Manon-3-nm)-2-((3-MeTokcu(pEeHMIT)aMUHO)-2-(5-METHIN30KCa30J1-3-MI)9TaHOH TMOJTyda-
JM coriacHo o6melt mporeaype K u3 cmecu 3-6eH3min-5-(2-ruapokcudtiin )-4-metmnrrazonuii xiaopuaa (0,180 T,
0,667 MmMoup) u TpuaTIIIamMuHa (0,095 M1, 0,676 MMoib) B aTaHode (1 M), TpeT-0yTui-3-popmui-1H-uagon-1-
kapOokcunara (0,400 r, 1,631 mMmoinbp) n pactBopa 3-mMeTokcH-N-((5-MeTHIM30KCca301-3-MI)METHIICH ))aHUIINHA
(1,353 mmozp) B aTanone (1 M), HarpeBaeMbix 1pu 70°C B Teuenue 24 4. Ounctkoii duem-xpomaTorpaduei Ha
CUITMKAreJie ¢ MpUMEeHeHHeM rpaaueHTa stwianetara (0-100%) B rentane ¢ MOCIEAYIONIMM OCKICHUEM U3 JIH-
sTIioBoro 3¢upa nosrydanu 0,142 r (29%) sxenaemoro coeanHenus B Buae 6eroro mopomka. ESI/APCI(+): 362
(M+H). ESI/APCI(-): 360 (M-H).

Mpumep 26. Monyuenue 1-(1H-urmon-3-um)-2-((3-meTokcudenmn)amuno)-2-(1-merun-1H-umunazon-2-
WJT)9TaHOHA.

Cramus 1. 3-Merokcu-N-((1-metnn-1H-uMunazon-2-mi)MeTHICH )aHIIUH TIOMydJall KOJWYECTBEHHO CO-
rmacHo obmeld mpomenype I w3 1-metwin-1H-umunazon-2-kap6amsneruga (0,098 r, 0,890 mMMmomp) m 3-
meTtokcuarmimHa (0,100 mi, 0,890 MMob).

Cramus 2. 1-(1H-Ungon-3-wmn)-2-((3-metokcndennn)aMuno )-2-(1-metun- 1 H-umumazon-2-min)3TaHoH 10-
Tydand corjacHo obmieit nmponenype K u3 cmecu 3-6eH3mI-5-(2-THAPOKCUITHN )-4-METUITHA30J-3-Ui XJIOpUIa
(0,120 1, 0,445 mmonp) u TpraTHIaMuna (0,065 M, 0,462 MMois) B atanoue (1 mir), Tper-0yTHi-3-dpopmun-1H-
uH07-1-kap6okcunara (0,265 T, 1,080 Mmonb) u pactBopa 3-metokcu-N-((1-mermn-1H-umunaszon-2-un)mern-
nen)anmwtnaa (0,890 Mmmodp) B atanone (0,5 mir), HarpeBaeMbix pu 70°C B TeueHue 3 cytok. OuucTkoit hiem-
XpoMmartorpaduell Ha CHIIMKareie ¢ MpUMEHeHHeM rpaanenTa stuinanerara (50-100%) B renrane ¢ mocienyro-
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MM OCaKIECHHEM U3 AUATHIIOBOTO 3¢dupa nomyyanu 0,065 r (22%) xenaeMoro coequHEHHS B BUE OEIOro 1o-
pomka. ESI/APCI(+): 361 (M+H). ESI/APCI(-): 359 (M-H).

[Ipumep 27. omyuenue 1-(1H-unmon-3-un)-2-((3-meTokcudeHmn)amMmuHo)-2-(TruodheH-3-1i1)ITaHOHA.

Cramus 1. 3-MeTtokcu-N-(THO(heH-3 -NIMETHIICH )aHWITNH TIOJydaid KOJIMIECTBEHHO COTIACHO 00IIeH mpo-
nenype [ u3 tnoden-3-kapdanpaeruma (0,120 v, 1,370 mmons) 1 3-metokcuanwmmmHa (0,152 mi, 1,353 MMonsb).

Cramus 2. 1-(1H-Ungon-3-mr)-2-((3-meTokcudeHn )aMuHo )-2-(THOGEH-3-1IT)3TAaHOH TIOIY4YaJId COTIIACHO
obmeit mponenype K u3 cmecu 3-0eH3un-5-(2-ruapokcudTiin)-4-metumntraszon-3-uid xnopuaa (0,180 r, 0,667
MMoutb) U TpudTHaamuHa (0,095 M, 0,676 mmoins) B atanoine (1 mir), TpeT-0yTHi-3-dopmun- 1 H-urmon-1-kap-
6okcmara (0,400 T, 1,631 mmois) u 3-metokcu-N-(TrHoheH-3-miMeTtmieH )anmwimHa (1,353 mmons) B 3tanoune (1
mut), HarpeBaeMbIx npu 70°C B Teuenne 24 4. Ounctkoit ¢renr-xpomarorpadueil Ha crIMKaresie ¢ IpUMEHEHH-
eM rpaauenTa stunanetara (0-50%) B renTaHe ¢ MOCIEAYIONNM OCaXKICHUEM N3 AUITIIOBOTO 3(upa mosrydany
0,076 T (15%) sxemaemoro coenuHEHHs B BHUIe OyemaHo-kenroro mopomka. ESI/APCI(+): 363 (M+H).
ESI/APCI(-): 361 (M-H).

Mpumep 28. Tlomyuenme 2-(1H-ummnazon-2-un)-1-(1H-unmon-3-ni)-2-((3-mMeTokcudeHmnT)aMiHO)3Ta-
HOHA.

Cramus 1. N-((1H-MMumazon-2-mi)MeTWIeH)-3-MEeTOKCHAHIIUH TIOTy4YaIi KOJUIECTBEHHO COTJIACHO 00-
meit nmpouenype I u3 1H-umumazon-2-kap6anpaeruna (0,086 r, 0,895 mMoinb) u 3-merokcuanmiauaa (0,100 mur,
0,890 MmMoITB).

Cramus 2. 2-(1H-Umunazon-2-nn)-1-(1 H-uagon-3-mr)-2-((3-MeTOKCHU(ESHIIT)aMHUHO )3TAHOH TTOTYYalld CO-
rimacHo obmieit nporenype K u3 cmecn 3-0eH3mi-5-(2-ruapokcudTun )-4-mMetunarrazon-3-uit xmopuna (0,120 T,
0,445 mmouts) n TpraTHIaMuHa (0,065 M, 0,462 MMois) B atanoue (1 M), Tper-0yTii-3-popmui-1H-unnon-1-
kapOokcunara (0,265 r, 1,080 mmons) n N-((1H-umunazon-2-un)meruien)-3-merokcnanmmmia (0,890 Mmouis) B
stanose (0,5 mi), HarpeBaembIx npu 70°C B TedeHue 3 cyTok. O4HCTKOM ocaxIeHHEM U3 METaHONa MOIydaiu
0,046 T (15%) >xemaeMOro COeAWHCHHS B BHIC OJIeHO-KOpHYHEBOTO TBepmoro BemecTBa. ESI/APCI(+): 347
(M+H). ESI/APCI(-): 345 (M-H).

IIpumep 29. IMomyuenune 1-(1H-unmon-3-mm)-2-((3-MeTokcupeHmIT)aMUHO)-2-(MTUPUMHATAH-5-WIT)dTAaHOHA.

Cramus 1. 3-Merokcu-N-(THpUMHUINH-5-UIMETHIICH )aHUITUH TIOTYYaJId KOJTHMYECTBEHHO COTJIACHO OOmIei
npoueaype I u3 nmupumuanH-5-kapookcampaeruna (0,115 r, 1,064 mmons) u 3-metokcuanminuHa (0,120 mur,
1,068 MmMoIB).

Cramus 2. 1-(1H-Unapon-3-um)-2-((3-meTokcuderwn)aMuHo)-2 -(MAPUMUIRH-5-HI1)3TaHOH TTOJIy4alld CO-
rimacHo obmieit nporenype K u3 cmecn 3-0eH3mi-5-(2-ruapoKcHI TN )-4-MeTuaTHa30-3-uit xmopuna (0,144 r,
0,534 mmonb) u TpuaTHiTamuHa(0,100 M, 0,712 MMons) B aTaHone (1 mi), Tper-OyTii-3-popmui-1H-unnon-1-
kapOokcmnara (0,295 r, 1,203 mMmonp) u pactBopa 3-meTokcu-N-(TMpUMUANH-S-uIMeTIeH )anwinaa (1,064
MMoub) B ataoie (0,5 mir), HarpeBaeMbix ipu 70°C B Tedenue 24 4. Ouunctkoii ¢uenr-xpomarorpadpueii Ha cu-
JIMKareyie ¢ MpuMeHEeHrueM rpaauenTa stmnanerata (50-100%) B renrane ¢ MOCIEAYIONIMM OCAXKICHUEM W3 JTH-
sTrioBoro »¢upa norydamu 0,065 r (17%) xemaemoro coeauHeHus B Buue 6exeBoro nopomka. ESI/APCI(+):
359 (M+H). ESI/APCI(-): 357 (M-H).

[Tpumep 30. TTonyuenwne 2-(mmupna3o| 1,2-a]mapuana-2-un)-1-(1 H-uamon-3-nm)-2-((3-MeTokcu-
(heHnIT)aMHHO )ITaHOHA.

Cramus 1. N-(Mmumazol[1,2-a]nmupuauH-2-MIMETHIICH)-3-METOKCHAHIIINH TTOJTyJalid KOJIMYECTBEHHO CO-
riracHo obmet nmpouenype | u3 mmunazol 1,2-a]mupuaun-2-kapoansaeruaa (0,156 r, 1,067 MmMois) U 3-METOKCH-
anmmmHa (0,120 v, 1,068 MMOJIb).

Cragus 2. 2-(Umunaszo[ 1,2-a]nupuana-2-wmin)-1-(1H-uanon-3-mm)-2-((3-MeTokcH () SHIIT)aMHUHO )3TAHOH TI0-
JTydanu cornacHo obmieit npouenype K u3 cmecn 3-6eH3mi-5-(2-ruapoKcuaThin)-4-MeTHIITHA30II-3-1i XJI0puia
(0,144 r, 0,534 mmonb) u TpuaTHIaMuna (0,100 M1, 0,712 MMois) B atanoue (1 Mir), TpeT-OyTHi-3-dpopmumin-1H-
nH0:7-1-kap6okcunara (0,295 1, 1,03 Mmoinb) u pactBopa N-(nMuaazo[ 1,2-a|mupuauH-2-MIMETHICH)-3-METOK-
cuanmwimHa (1,067 mmone) B 3taHozne (0,5 mu), HarpeBaembix mpu 70°C B Teuenue 24 u. O4ucTKoW (rer-
XpoMartorpaduell Ha CHIIMKareiie ¢ MpUMEHEHHeM rpaanenTa stuinanerara (50-100%) B renrane ¢ mocienyro-
M OCaKACHHEM W3 TU3THIOBOrO 3dupa momydanu 0,111 r (28%) sxemaemoro coequHeHHs B BUIE 0€KEBOTO
noporika. ES/APCI(+): 397 (M+H). ESI/APCI(-): 395 (M-H).

IIpumep 31. IMomyuenue 2-((2-ruapokcunupuauH-4-min)amMuHo)- 1 -(1 H-unmon-3-wun)-2-peHmmTaHoHa.

Cwmech 2-xiop-1-(1H-uagon-3-mn)-2-pennmranona (0,104 r, 0,386 MMOIIb), 2-METOKCUITUPUANH-4-aMUHA
(0,100 T, 0,806 Mmmoub) 1 DIPEA (0,100 mi, 0,574 MmMods) B arieToHUTpHIIE (2 M) 00ydaar B MUKPOBOJTHOBOH
neun nipu 120°C B Teuenne 60 MuH. PeakmMoOHHYIO cMeCh KOHIICHTPUPOBAIH TIOJ[ CHHKEHHBIM JIaBJICHUEM U
0CTaTOK OYHIIANHK (hien-xpomarorpadueii Ha cuiinKarese ¢ IpUMEHEHNEM rpaanenTa Metanousa (2-20%) B au-
XJIopMeTaHe. J[OMONHUTETbHON OYHCTKOM MyTeM MEepeKpUCTAIUIM3aluN U3 AuxiopmeraHa noxydanu 0,017 r
(13%) 2-((2-ruppoxcunupuanH-4-min)amMuno)-1-(1 H-unnon-3-mn)-2-penmnmtaHoHa B Buae Oeoro TBEPAOTO
emtectBa. ESI/APCI(+): 344 (M+H); 366 (M+Na). ESI/APCI(-): 342 (M-H). "H SIMP (DMSO-d¢) & 11,99 (1H,
s); 8,27 (1H, s); 8,18 (1H, m); 7,2-7,5 (7H, m); 6,89 (1H, d); 6,09 (2H, s); 5,64 (1H, d); 5,29 (1H, s).

[Mpumep 32. Monyuenue 1-(1H-unnon-3-mn)-2-dennn-2-((MUpuaIH-2-MIMETHI)aMHUHO )3 TaHOHA.

1-(1H-Nunomn-3-un)-2-pennn-2-((mupuanH-2-nIMETHI)aMHHO )3TaHOH TOJIyYaJld COTJIACHO oOIel mporie-
nype C u3 2-xmop-1-(1H-unmon-3-un)-2-pennnstanona (0,108 r, 0,400 MMoib), MHPUANH-2-HIMETAaHAMHHA
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(0,100 mi1, 0,970 mmous) u DIPEA (0,100 M, 0,574 Mmmonb) B arietoHuTprdie (2 M), 00IydaeMbIX B MEKPOBOJI-
HoBo# rreun npu 200°C B Teuenne 30 muH. OuncTKO# Quem-xpomaTorpadueil Ha CHIIMKareie ¢ IpUMEHEHUEM
rpagueHTa stwiianerara (10-100%) B renTane ¢ mociueayromen mepeKprucTauin3anie u3 JIXIOpMeTaHa IMoITy-
ganu 0,003 T (2%) xemaemoro coenuaeHus B Buae TBepaoro Bemectsa. ESI/APCI(+): 342 (M+H). ES/APCI(-):
340 (M-H). 'H SIMP (MeOD) & 8,46 (1H, m); 8,37 (1H, m); 7,91 (1H, s); 7,69 (1H, m); 7,20-7,46 (10H, m);
5,16 (1H, s); 3,90 (2H, m).

IIpumep 33. IMomyuenue 1-(1H-unmon-3-un)-2-perrmn-2-((TuodeH-2-uIMeTHI)aMHHO )3 TaHOHA.

1-(1H-Uuanon-3-un)-2-hernn-2-((TnoeH-2-mIMeTHIT)aMAHO )3TAHOH TIOMy4YaJld COTJIACHO OOIIed mporie-
nype C w3 2-xjuop-1-(1H-unmon-3-un)-2-penmmranona (0,111 r, 0,412 MMmoib), THO(DEH-2-HIMETaHAMHHA
(0,100 ™, 0,972 mmonb) u DIPEA (0,200 mur, 1,148 MMoutp) B atteToHUTpHUIE (2 MIT), 00JTy9aeMbIX B MHKPOBOJI-
HoBo#i rreun npu 200°C B Teuenne 30 muH. OuncTKoi Quem-xpomaTtorpadueil Ha CHIIMKareie ¢ IpUMEHEHUEM
rpaauenTa MeraHona (2-20%) B AuXJOpMeTaHe ¢ IOCIeIyIOmel MepeKpucTauIn3anueld U3 TUXIopMeTaHa o-
nydamu 0,021 r (15%) xemaemoro coemuHeHus B Buae TBepmoro BemectBa. ESI/APCI(+): 347 (M+H); 369
(M+Na). ESI/APCI(-): 345 (M-H). 'H SIMP (DMSO-d) & 12,01 (1H, br s); 8,50 (1H, s); 8,18 (1H, m); 7,14-7,58
(9H, m); 6,38 (1H, s); 6,24 (1H, s); 5,25 (1H, s); 3,67 (2H, s).

[Mpumep 34. Ilonyuenue 2-((pypan-2-nimernin)amuHo)- 1 -(1H-ungomn-3-mn)-2-gpenmmraHoHa.

2-((DPypan-2-unmermin)aMuHo)- 1 -(1 H-unnomn-3-mim)-2-gpeHmnTaHoH oaydaad CorslacHO ofIiel mporeny-
pe C m3 2-xmop-1-(1H-uamon-3-nn)-2-peranmranona (0,103 r, 0,382 mmons), dypan-2-unmetanamuaa (0,100
M, 0,382 mmons) u DIPEA (0,200 mur, 1,148 MMoub) B anteToHUTpHUTE (2 MIT), 00TydaeMbIX B MUKPOBOJTHOBOM
neun nipu 200°C B Tedenne 30 muH. OuncTkoi (ueni-xpomatorpadueid Ha CHIIMKarene ¢ MPUMEHEHUEM TPain-
enta MetaHona (2-20%) B IUXJIOpMeTaHe ¢ MOCIEAYIOMEeN MepeKpUCTaUIN3alNe N3 AUXIIOpPMETaHa MOJTydann
0,040 r (32%) >xemaemoro coeamHeHus B Buue TBepaoro BemectBa. ESI/APCI(+): 331 (M+H); 353 (M+Na).
ESI/APCI(-): 329 (M-H). 'H SIMP (DMSO-d) & 12,01 (1H, br s); 8,49 (1H, s); 8,20 (1H, m); 7,16-7,53 (9H, m);
6,89-6,93 (2H, m); 5,27 (1H, s); 3,80 (2H, s).

IMpumep 35. Ionyuenue 3-((2-(1H-unmon-3-mi)-2-0kco- 1 -heHUII THIT)aMIHO ) OEH30HUTPHIIA.

3-((2-(1H-Uumon-3-m1)-2-0KCO- | -(heHUIITHIT)aMIHO ) OCH30HUTPIIT TIOJTYYadd COTJIACHO OOIICH mpolemy-
pe C u3 2-xnop-1-(1H-unnon-3-mn)-2-pennnsranona (0,100 r, 0,371 mmons), 3-amuHoOen30HuTpHaa (0,098 T,
0,830 mmous) u DIPEA (0,200 mi, 1,148 Mmois) B anieroHuTprie (2 mit), o0irydaeMbIX B MUKPOBOJIHOBOH HEYH
npu 200°C B teuenue 30 muH. OuncTkoil dienr-xpomarorpadueil Ha CHIMKareje ¢ NPUMEHEHHEM T'paJHeHTa
stunanerata (5-40%) B renTa”e ¢ mocienyroue nepekpuctaiauzanuei u3 auxiaopMerana noaydaiu 0,007 ¢
(5%) xemaemoro coequHeHus B Buae TBepaoro BemectBa. ESI/APCI(+): 352 (M+H). ESI/APCI(-): 350 (M-H).
'H SIMP (CDCl3) & 8,59 (1H, br s); 8,40 (1H, m); 8,01 (1H, s); 7,51 (2H, d); 7,17-7,41 (7H, m); 6,84-6,91 (3H,
m); 5,70 (1H, s).

IIpumep 36. [Momyuenue 4-(2-(1H-urmon-3-nm)-1-((3-MeTOKCHUPEHIIT)aMIHO )-2-0KCOITHIT )OCH30HUTPHIIA.

Cramus 1. 4-(((3-MeTokcu(eHIIT)UMIHO )METHIT)OCH30HUTPHIT MTOJTYJalTd KOJIMIECTBEHHO COTIIACHO 00IIeH
npoueaype [ u3 4-bopmun-6enzonutpuna (0,135 1, 1,030 mmons) u 3-merokcuanwnuHa (0,116 mm, 1,030
MMOJIb).

Cramus 2. 4-(2-(1H-Wnnon-3-mn)-1-((3-MeTokcnpeHmn)aMruHO )-2-0KCOITHI)OEH30HUTPHIT TIOJTydalld CO-
riacHo obmed mponenype K m3 cmecu 3-0eH3min-5-(2-runpoxcuatiin)-4-metnnruazonuit xanopuna (0,144 T,
0,534 mmouts) u TpraTHIaMuHa (0,100 M, 0,717 MMois) B atanoue (1 M), Tper-0yTii-3-popmui-1H-unnon-1-
kapOokcunara (0,252 r, 1,028 mmoins) u pactBopa 4-(((3-Merokcndenmn)uMuHo )MeTH1)0en3ounTpria (1,030
MMoub) B ataoiie (0,5 mir), HarpeBaeMblx ipu 70°C B Teuenue 24 4. Ouunctkoii ¢uenr-xpomarorpadueii Ha cu-
JUKarelsie ¢ MpuMEHEeHUeM IpajuenTa stusanerara (5-60%) B rentane ¢ MOCIEAYIOUIUM OCAKICHUEM U3 TUITH-
noBoro 3¢upa noxyganu 0,203 r (52%) jxemaeMoro COeMHEHNS B BUIC OJIEJHO-KEITOTO TBEPIOTO COSIMHEHHS.
ESI/APCI(+): 382 (M+H). ESI/APCI(-): 380 (M-H).

IIpumep 37. Momyuenue 1-(1H-unmon-3-um)-2-((3-MeTokCHpEHIMIT)aMUHO)-2~(XHHOKCATHH-6-1JT)3TaHOHA.

Cramus 1. 3-MeTokcu-N-(XHHOKCATHH-6-UIIMETHIICH )aHIITUH TTOTYYalId KOJIMIECTBEHHO COTJIACHO OOIIeH
npoueaype [ u3 xunokcanuu-6-kapoamsaeruaa (0,100 r, 0,632 mmoinb) u 3-metokcmannauaa (0,071 mu, 0,632
MMOJIb).

Cramus 2. 1-(1H-Uunon-3-um)-2-((3-MeTokcu(eHT)aMIHO)-2 -(XNHOKCATNH-0-1JT)9TaHOH TOJIy4alld Co-
riacHo oOmied mporenype K u3 cmecu 3-0eH3mi-5-(2-ruapokcus T )-4-MeTrnTrazon-3-uit xmopuna (0,135 r,
0,491 mmone) u TpudTIiiamuna (0,055 mi, 0,397 mmons) B aTanone (0,7 mi), TpeT-0yTii-3-hopmiut- 1 H-unmgomn-
1-xap6okcunara (0,155 T, 0,630 Mmmous) n pactBopa 3-MeToKCcH-N-(XHHOKCAMH-6-maMeTHieH)annnmHa (0,632
mMMoub) B ataHoie (0,7 mi), HarpeBaeMbIx ipu 70°C B Tedenue 18 4. Ouncrtkoii ¢uenr-xpomarorpadueii Ha cu-
JIMKarene ¢ mpuMeHeHrneM rpajuenTa sTmianerata (50-100%) B rentaHe ¢ MOCISAYIOMNUM OCAXICHUEM H3 Me-
ta”oxa nosrydanu 0,069 r (27%) xemaeMoro CoOeIMHEHMUS B BUE XKenToro TBepaoro coenuaenus. ESI/APCI(+):
409 (M+H). ESI/APCI(-): 408 (M-H).

ITpumep 38. IMomyuenue 1-(1H-unmon-3-mm)-2-((2-MmeTokcupeHmIT)aMUHO)-2-HEeHUIITAHOHA.

1-(1H-Uuanon-3-mm)-2-((2-MeToKCU(EHIIT)aMUHO )-2 - eHUIITAHOH TIOJydald COTJIACHO OOIIeH mporenype
C m3 2-xyop-1-(1H-uanon-3-mm)-2-hpennnsranona (0,109 r, 0,404 mmons), 2-meTokcranununa (0,100 v, 0,893
mmons) 1 DIPEA (0,200 ma, 1,148 mMmous) B aneronuTpuie (2 Mit), 001y4aeMbIX B MUKPOBOJIHOBOH MEUH MPH
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200°C B teuenne 30 muH. Ounctkoii Qiueni-xpomarorpadueil Ha CHIMKareie ¢ MIPUMEHEHHEM I'paJUeHTa THII-
anerata (10-40%) B renTane ¢ mocienyroNei nepekprucTaum3anueii u3 auxmnopMerana momydanu 0,013 T (9%)
JKemaeMoro coeAmHeHus B Buae 6enpix kpuctaimo. ESI/APCI(+): 357 (M+H); 379 (M+Na). ESI/APCI(-): 355
(M-H). 'H SIMP (CDCl5) & 8,55 (1H, br s); 8,42 (1H, m); 8,05 (1H, s); 7,54 (2H, d); 7,20-7,38 (6H, m); 6,57-
6,78 (4H, m); 5,72 (1H, s); 3,88 (3H, s).

IIpumep 39. IMomyuenue 2-((2,5-mumerokcrdennin)aMuno)- 1 -(1 H-uamon-3-mn)-2-heHnni3TanoH.

2-((2,5-qumeroxcudenrn)amMuHo)- 1 -(1 H-unmon-3-un)-2-peHmmTaHOH ToMydand COTJacHO OOIIeH Mpo-
neaype C u3 2-xmnop-1-(1H-unmon-3-nn)-2-pernmytanona (0,110 r, 0,408 mmons), 2,5-TMMETOKCHAaHWIMHA
(0,102 r, 0,666 mmoms) 1 DIPEA (0,200 M, 1,148 Mmomb) B aleToHUTpHIIE (2 MIT), 00JTydaeMbIX B MHUKPOBOJI-
HoBo# nieun nipu 200°C B Teyenne 30 muH. OuncTkol ureni-xpoMmarorpadgueit Ha CUIMKaresie ¢ MPUMEHEHUEM
rpaauenTa stuinanerata (10-40%) B rentaHe ¢ mocnenyomel nepekpucTauIu3anneil n3 ANXIOpMeTaHa Mmojryva-
mu 0,009 r (6%) xemaeMoro coequHEHUs B Buae Ocioro TBepaoro BemectBa. ESI/APCI(+): 387 (M+H); 409
(M+Na). ESI/APCI(-): 385 (M-H). 'H SIMP (CDCl;) & 8,62 (1H, br s); 8,41 (1H, m); 7,98 (1H, s); 7,52 (2H, d);
7,19-7,37 (5H, m); 6,66 (1H, d); 6,10-6,18 (2H, m); 5,67 (1H, s); 5,30 (1H, s); 3,84 (3H, s); 3,66 (3H, s).

[Mpumep 40. [onyuenue 2-((2,3-mumeTokcudenun)amuno)- 1-(1 H-ungon-3-mn)-2-pennnstanona.

2-((2,3-Aumeroxcudennn)amuno)-1-(1 H-urmon-3-mn)-2-heHUIITAHOH TONYyYall COTVIACHO O0Imei mpo-
nenype C m3 2-xyop-1-(1H-unnon-3-wi)-2-penunstanona (0,044 r, 0,163 mmonb), 2,3-ITUMETOKCHAHHITHHA
(0,050 ™, 0,326 mmonb) u DIPEA (0,100 mur, 0,574 MMoutb) B atieToHUTpHUIE (2 MIT), 00JTydaeMbIX B MHKPOBOJI-
HoBo# nieun npu 200°C B Teyenne 30 muH. OuncTkoi Queni-xpoMmarorpadgueit Ha CUIHKarese ¢ MPUMEHEHUEM
rpagueHTa stunanerata (10-40%) B rentane ¢ mociexyromei nepeKprucTauIn3anueil u3 TUXJIopMeTaHa moyJa-
mm 0,008 T (13%) xemaemoro coenuuaeHus B Buae 0enbix kpuctamioB. ESI/APCI(+): 387 (M+H); 409 (M+Na).
ESI/APCI(-): 385 (M-H). 'H SIMP (CDCl;) & 8,54 (1H, br s); 8,42 (1H, m); 8,03 (1H, s); 7,52 (2H, d); 7,20-7,38
(6H, m); 6,81 (1H, m); 6,29 (2H, m); 5,75 (1H, s); 3,89 (3H, s); 3,82 (3H, s).

[Ipumep 41. IMomyuenune 3-(2-(1H-urmon-3-nm)-1-((3-MeTOKCHUPEHMIT)aMIHO )-2-0KCOITHIT ) OCH30HUTPHIIA.

Cramus 1. 3-(((3-MeTokcueHIIT)UMHHO )METHIT)OEH30HUTPIIT TIOJTyJaJId KOJIMYECTBEHHO COTIacHO O0mIeH
npouenype | uz 3-¢popmmndenzonntpuia (0,135 1, 1,030 mMmonb) u 3-merokcmanwmmna (0,116 mi, 1,032
MMOJIb).

Cramus 2. 3-(2-(1H-Wnnon-3-mn)-1-((3-MeTokcnpeHmT)aMrHO )-2-0KCOITHI)OEH30HUTPHII TIOJTydalld CO-
riacHo obmied npouenype L w3 cmecn 3-0¢H3MI-5-(2-THIpOKCHITIN)-4-MeTIITHA30-3-uid xitopuna (0,144 r,
0,534 mmouts) n praTHIaMuHa (0,100 M, 0,712 MMois) B atanoue (1 M), Tper-0yTii-3-popmui-1H-unnon-1-
kapOokcmiata (0,252 r, 1,028 mmois) u pactBopa 3-(((3-merokcudennia)umuuo )metnn)oenzonutpuna (1,030
MMoutb) B aTaHome (0,5 mm), HarpeBaembix mpu 70°C B Tedyenne 3 cyTok. O4ucTKOM ¢uem-xpomarorpadueii Ha
CUJIMKarejie ¢ MpUMEHeHHeM TpanuenTa stunarerara (0-50%) B renrtane ¢ MOCIeIyIOMNAM OCAKACHUEM U3 JH-
stmoBoro 3¢upa nomxydamu 0,077 T (20%) xemaemoro coennHeHHs B BHIE TBeproro BemecTBa. ESI/APCI(+):
382 (M+H). ESI/APCI(-): 380 (M-H).

I[pumep 42. Tlomyuenue 1-(1H-unnon-3-mm)-2-((3-metokcudenmn)amuno)-2-(1-metwmn-1H-mupazon-4-
WJT)3TaHOHA.

Cramust 1. 3-Metokcu-N-((1-metnn-1H-nupa3on-4-mi)MeTHICH)aHWINH TI0Jy4Yail KOJIWYECTBEHHO CO-
racHo obmed mponenype | w3 1-metun-1H-nupazon-4-kapbaneneruga (0,110 r, 0,999 mmoms) u 3-
MetokcuanunuHa (0,112 M, 0,999 mMoos).

Cramus 2. 3-(2-(1H-Wnnon-3-mn)-1-((3-MeTokcnpeHm)aMrHO )-2-0KCOITHI)OEH30HUTPHIT TIOJTydalld CO-
rimacHo obmieit nporenype K u3 cmecn 3-0eH3mi-5-(2-ruapokcuaTun )-4-mMetuarra3on-3-uit xmopuna (0,135 T,
0,500 mmoutp) u TpuaTIITamMuHa (0,100 Mo, 0,712 MMoib) B aTaHode (1 M), TpeT-0yTui-3-popmui-1H-uagon-1-
kapOokcmiata (0,245 r, 0,999 mmons) u pactBopa 3-MeTokcu-N-((1-metwi- 1 H-tupazon-4-min)MeTuiieH ) aHInHa
(0,999 mmors) B aTanose (0,5 M), HarpeBaembIx pu 70°C B Teuenue 24 4. [Tocne KOHIIEHTPUPOBAHUS PEAKIINOH-
HOHM CMECH IO/ CHW)KCHHBIM JaBJICHHEM OYHCTKON OCaXIeHWEM n3 auxiopMmerana moxydamu 0,219 t (61%) xe-
JlaeMoro coequHeHus B Buae Oenoro teepaoro BemiectBa. ESI/APCI(+): 361 (M+H). ESI/APCI(-): 359 (M-H).

[Mpumep 43. Ionyuenue 1-(1H-unnon-3-nm)-2-((3-meroxcupennn)ammuno)-2-(tmpazono[ 1,5-alnupuaun-7-
WJT)3TaHOHA.

Cragus 1. 3-Metokcu-N-(ntupasodno[ 1,5-a]nupuann-7-uiMeTHIeH ) aHWJIUH MOJIy4add KOJIMYECTBEHHO CO-
riiacHo obmiei npouenype 1 u3 nupaszono[1,5-a]mupuann-7-kap6ansaeruaa (0,100 r, 0,684 MMomnb) U 3-METOK-
cuanmmnaa (0,077 mi, 0,685 mmoins). ESI/APCI (+): 252 (M+H).

Cragus 2. 1-(1H-Unpon-3-um)-2-((3-merokcudenmn)aMuno)-2-(tupa3omno[ 1,5-a]mupuis-7-1ui)3TaHOH
TOJTy4Yajl coryiacHo obmieit mponeaype K n3 cmecn 3-0eH3MIT-5-(2-THAPOKCUITHI )-4-METHIATHA30II-3-Uii XJIOPH-
na (0,095 r, 0,352 mmoup) u TpuaTHiamuaa (0,070 mit, 0,502 MMoib) B aTanone (1 M), TpeT-0yTHi-3-hopMui-
1H-unnon-1-kapbokcunara (0,168 r, 0,684 mMMonp) u pactBopa 3-meTokcu-N-(mupazono[l,5-ajmupunna-7-
nnmetuiieH)anunuHa (0,684 MmMoinb) B sta”one (0,5 M), marpeBaembix nipu S0°C B Tedenue 3 cytok. Ilocme
KOHIICHTPHUPOBAHMS PEaKIIMOHHOW CMECH IO/ CHIDKCHHBIM JaBJICHHEM J00aBIsUTH MeTaHOI. [lomydeHHbIi oca-
JIOK (unbTpoBanyu. @uUIbTpaT KOHIEHTPUPOBAIM II0J CHIKEHHBIM JaBiieHHeM. OcTaTok ounmanu ¢uiem-
XpoMmartorpadueil Ha CHIMKareie ¢ IpuUMeHeHneM rpajanenTa stuinanetara (0-50%) B renrane, ¢ mociaeyOmnuM
OCaXIEHUEM U3 AUATHIIOBOTO 3¢upa nosydanu 0,095 r (35%) kenaeMoro coeJUHEHHS B BUJIE JKEJITOTO TBEPIO-
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ro coequnenust. ESI/APCI(+): 397 (M+H). ESI/APCI(-): 395 (M-H).

[Mpumep 44. lonyuenue 1-(1H-unnon-3-ui)-2-((3-(MetmicynbhoHmIT)PEHUIT)aMUHO)-2 - EHUIITAHOHA.

1-(1H-Uuanon-3-mm)-2-((3-(MeTuncynshoHmI) G eHNIT)aMUHO )-2-(DSHUIITAHOH TIOMy4Yald COTJIACHO 00mei
npoueaype C wu3 2-xnop-1-(1H-wuamon-3-nn)-2-peranmranona (0,100 r, 0,371 wmmomnb), 3-(METHICYIIb-
dhonmn)anmmaruapoxiopuna (0,112 r, 0,539 mmons) u DIPEA (0,300 mut, 1,722 MMoinb) B anieToHUTpHie (2
MJI), 00IydaeMbIX B MUKpoBoJIHOBOM ey ipu 200°C B Teuenne 30 muH. OurcTKol dient-xpomatorpaduei Ha
CHJIMKarejie ¢ mpuMeHeHneM rpaanenTa stmianerata (30-100%) B renrane noxydamu 0,017  (11%) sxemaemoro
coenuHeHUs B Buae aMopdHbIx kpuctamioB. ESI/APCI(+): 405 (M+H); 427 (M+Na); ESI/APCI(-): 403 (M-H).

[Mpumep 45. lonyuenne 1-(1H-unnon-3-mi)-2-((2-MeToKCHUITUPUIANH-4-1IT)aMUHO)-2-peHIII TaHOHA.

Cragus 1. N-BeH3WIHACH-2-METOKCUTUPUINH-4-aMUH TOJTyYald KOJIUYCCTBEHHO COTJIACHO OOIIeH Ipo-
uenype [ u3 6ensanpaeruna (2,027 v, 20,01 MMoib) U 2-MeTokcunmupuanH-4-amuHa (2,483 r, 20,01 MmMob).

Cragus 2. 1-(1H-Uumon-3-mun)-2-((2-METOKCHITUPUIUH-4-WIT)aMHHO )-2 -(DCHUIITAHOH TOTYYaJll COTIACHO
obmeit npouenype L u3 cmecu 3-06eH3min-5-(2-ruapokcuaTiin)-4-mMetunTrason-3-uit xmopuna (0,125 1, 0,463
mmoinb) U TpraTHiaamMuna (0,100 M, 0,717 mmomnb) B stanone (1 mur), Tper-OyTtui-3-dpopmui-1H-unnon-1-
kapOokcmiata (0,197 r, 0,803 Mmoib) 1 pactBopa N-OeH3mmuIeH-2-MeTokcunupuanH-4-amuna (0,803 MMoIib) B
aranote (2 mur), HarpeBaembIx npu 70°C B Tedenue 65 4. OuucTtroit duen-xpomarorpaduei Ha CHIIMKaresie ¢
pUMEHeHHneM TpaauenTa stmnarerara (30-100%) B renrane ¢ mocienyromen mepeKprucTauTH3annuei U3 JuxIIop-
MmertaHa noxydanu 0,015 r (5%) xemaemoro coenmHenus B Buae tBeproro emiectBa. ESI/APCI(+): 358 (M+H);
380 (M+Na). ESI/APCI(-): 356 (M-H). 'H SIMP (CDCl;) § 9,39 (1H, br s); 8,42 (1H, d); 7,87 (2H, s); 7,48 (2H, d);
7,20-7,35 (4H, m); 6,40 (1H, d); 6,20 (1H, m); 6,01 (1H, s); 5,87 (1H, d); 5,29 (1H, s); 3,76 (3H, s).

[Ipumep 46. [Momyuenue 2-((3-stundenrmn)amuno)- 1 -(1H-unmon-3-un)-2-peHmm TanoHa.

2-((3-Orundenmn)amuno)-1-(1 H-unnon-3-ni)-2-peHmmsTaHon nomydyany coriaacHo obmied mpouexype C
u3 2-xmop-1-(1H-unmon-3-un)-2-permwmranona (0,106 r, 0,393 mmons), 3-stumanmwmuaa (0,100 mm, 0,805
mmons) 1 DIPEA (0,200 ma, 1,148 Mmous) B anleronuTpuie (2 Mit), 001y4aeMbIX B MUKPOBOJIHOBOH HEUH NPH
200°C B Teuenne 30 muH. Ounctkoii Qiuenr-xpomarorpadueiil Ha CHIMKaresie ¢ MPUMEHEHHEM I'paJUeHTa THII-
arerara (5-40%) B renrane ¢ nocieayoouiel nepeKpucTamIn3anieid u3 auxiaopmerana moydanu 0,028 r (20%)
JKEIAeMOT0 COeIMHEHUs B Buze TBepaoro BemectBa. ESI/APCI(+): 355 (M+H); 377 (M+Na). ESI/APCI(-): 353
(M-H). '"H SIMP (CDCl;) & 8,55 (1H, br s); 8,40 (1H, m); 8,02 (1H, s); 7,54 (2H, d); 7,20-7,40 (6H, m); 7,04
(1H, m); 6,51-6,55 (3H, m); 5,72 (1H, s); 5,46 (1H, brs); 2,57 (2H, q); 1,17 (3H, t).

[Ipumep 47. Ionyuenne 1-(1H-magon-3-m1)-2-(M30XUHOTHUH-5-111)-2-((3-MeTOKCH( SHIIT)aMUHO )3TAHOHA.

Cragusa 1. N-(M30XHHOINH-5-HIMETHIIEH)-3-METOKCHAHIINH TOy9Yali KOJIWIECTBEHHO COTIIACHO O0mIe
nporenype | m3 m3oxunonmu-5-kapbansaernaa (0,119 r, 0,757 mmons) u 3-metokcunanmmuaa (0,087 mu, 0,774
MMOJIb).

Cragusa 2. 1-(1H-Unpon-3-mn)-2-(M30XUHOIMH-5-11)-2-((3-METOKCU(ESHIIT)aMHIHO )3TaHOH TOJIYYallil CO-
riacHo oOmied mporenype K u3 cmecu 3-0eH3mi-5-(2-ruapokcus T )-4-MeTrntrazon-3-uit xmopuna (0,100 r,
0,371 mmouts) n TpraTHIaMuHa (0,080 M, 0,574 MMons) B atanoue (1 M), Tper-0yTii-3-popmui-1H-unnon-1-
kapOokcunara (0,186 1, 0,759 mMmonbp) u pactBopa N-(M30XMHOJIHMH-5-HIMETHIIEH)-3-MeTokcnanmmuHa (0,757
mMMoub) B ataHoxe (0,5 mi), HarpeBaeMblx pu 60°C B Teuenne 2 cyTok. [locie KOHIEHTPUPOBAHUS PEaKInOH-
HOM CMeCH TOJ CHUKEHHBIM JIaBJIEHUEM OUYHMCTKON ocaxaeHueM u3 metanona nonaydaiu 0,093 r (30%) xenae-
Moro coequHeHus B Buje oenoro mopomrka. ESI/APCI (+): 408 (M+H). ESI/APCI (-): 406 (M-H).

IMpumep 48. Tlomyuenue 1-(1H-unmon-3-wmn)-2-((3-MeTokcnhennT)aMuHo)-2-(4-(mupuMuInH-S5-m)de-
HUJT)9TaHOHA.

Cramus 1. 3-Metokcu-N-(4-(TupuMHUIAH-5-MT)0OCH3WIHIEH )aHJIMH TTOJTYYalid KOJMYECTBEHHO COTJIACHO
obmeit mpouenype I u3 5-(4-bopmundenmn)nmupumuguna (0,125 r, 0,679 mmoins) u 3-metokcnanuauaa (0,076
M, 0,679 mmons). ESI/APCI (+): 290 (M+H).

Cramus 2. 1-(1H-Mupon-3-ni)-2-((3-MeTokcudeHT)aMIHO)-2-(4-(MTMpUMHUINH-5-1T)(heHUIT)3TaHOH  TIO-
JTydanu coriacHo obmiel npouenype L n3 cmecn 3-6eH3mn-5-(2-rupoKcuaThIN)-4-MEeTHIITHA30II-3-Ui XJIOpHUa
(0,090 r, 0,334 mmonb) u TpuaTHIaMuHa (0,070 M, 0,502 MMois) B aTanose (1 Mir), TpeT-OyTHi-3-popmmin-1H-
uH101-1-kap6okcunara (0,166 r, 0,677 mMMons) m pactBopa 3-mMeToKcH-N-(4-(TMpUMHUINH-5-11)0eH3WIN-
nen)anwmmna (0,679 mMmonb) B otanone (0,5 mur), HarpeBaembix npu 75°C B Teuenme 3,5 cyTok. O4MCTKOM
¢em-xpomarorpadueil Ha cuIMKaresie ¢ IpUMeHeHneM rpaaueHTa stmianerara (0-100%) B renrane c moce-
IYIOIINM OCaXICHHEM M3 AWITHIOBOTO 3dupa n auxiopMerana nmorxydamn 0,061 r (21%) xemaemoro coennHe-
HUS B BUe O1enHo-kentoro TBepaoro coeaunenus. ESI/APCI (+): 435 (M+H). ESI/APCI (-): 433 (M-H).

IIpumep 49. IMomyuenue 2-((3-meroxcupennn)aMuto)- 1 -(1-metnn-1 H-urmon-3-nmn)-2-pernniTanona.

Hacrosmee coequHeHne mMoydain COTIACHO 2 OMMCAHHBIM B HACTOSIIEM TOKYMEHTE Pa3iIMdHBIM IIpOLie-
JtypaM Kak crmoco0 A u croco6 B.

Criocob A.

Cranus 1. N-beH3miuaeH-3-MeTOKCHAHUITHH MTOTyYaJld KOJIMYECTBEHHO COTJIACHO o0Iei npouenype G u3
oensanpaerunga (3,030 mi, 29,98 mmons), 3-merokcuanmwmmHa (3,690 M, 32,84 MMonb) U cynbdaTa MarHus
(3,610 1, 29,99 Mmous) B sTanone (15 mi). 'H SIMP (DMSO-dg) & 8,63 (1H, s); 7,95 (2H, dd); 7,47-7,63 (3H,
m); 7,32 (1H, t); 6,75-6,93 (3H, m); 3,80 (3H, s).
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Cramus 2. 2-((3-Metokcudenwmn)aMmuHo)- 1 -(1-meTwn- 1 H-uan0mn-3-mn)-2-QpeHmIITaHoH MoTyvYaid COorJiac-
HO 0o01meit nponenype L u3 cmecu 3-0eH3mit-5-(2-rHapoKcHITII)-4-MeTrTHa30-3-ui xmopuaa (0,169 r, 0,628
MMoub) U TpmdTWiamuaa (0,088 M, 0,628 mMmons) B sTanone (2 mu), 1-merwin-1H-unmon-3-kapbanbaeruna
(0,200 T, 1,256 mmomb) u pactBopa N-OeH3mnuaen-3-Mmerokcuanwimaa (1,256 mmons) B aTanone (1 M), Harpe-
BaeMbIX Tipu 70°C B TedeHnune 2 cyTtok. O4ucTKOM (em-xpomarorpadueii Ha CHIIMKaresie ¢ MpUMEHEHHEM Tpa-
muenta stunanerara (0-100%) B remrane ¢ mocnexyromed oumcTkoil mpemaparuBHOM BDXKX (komonka
XBridge; cmoco6 1) momywanu 0,028 r (6%) xemaemoro coenuHenus B Buae Oenoit mensl. ESI/APCI(+): 371
(M+H).

Croco6 B.

Cranus 1. 2-Xinop-1-(1-metnn-1H-unnon-3-mn)-2-GeHuIdTaHoH MoJTydaay coriacHo o0IeMy crocody M
u3 2-xiop-1-(1H-unnon-3-mn)-2-penmmranona (0,200 r, 0,741 mmois), Metmwriioauaa (0,166 mi, 2,573 MMoIb)
u kapoonata kamus (0,205 1, 1,476 mmoins) B DMF (5 mur) Peaknimonnyio cmech nepeMenrBaii Ipd KOMHATHOH
Temriepatype B TedeHne 3 4. OumcTio# (renr-xpomarorpadueil Ha CHIMKareie ¢ NMPUMEHEHHEM TIpajueHTa
stunanerata (2-40%) B renrane nonmydanu 0,140 r (66%) sxenmaeMoro coeqMHEHHs B BHUE OEKEBOTO TBEPIOTO
BemectBa. ESI/APCI(+): 284, 286 (M+H); 306, 308 (M+Na).

Cramus 2. 2-((3-Metokcudenwn)amuHo)-1-(1-metwn- 1 H-uanon-3-mm)-2-heHnITaHoH ToTydail Coriac-
HO o0mieit mporieaype C u3 2-xmop-1-(1-metmn-1H-uamon-3-mnn)-2-penanmatanona (0,140 r, 0,493 mmons), 3-
metokcuarmmmHa (0,110 M, 0,987 mmois) 1 DIPEA (0,169 mn, 0,987 mMous) B atetorutpuie (1,5 mur), o0my-
JaeMBbIX B MUKpOBOJHOBOH nieun ripu 200°C B Teuenwue 1,5 4. [locie oTcTanmBaHus IpU KOMHATHOU TEMIIEpaType
B TeueHue 24 4 006pa3oBaHHBINA 0cafoK GuabTpoBain. OUILTPAT KOHICHTPUPOBAIH O]l CHIDKEHHBIM JaBJICHHU-
em. OctaTok ounmany ¢uiem-xpomMartorpadueil Ha crnKaresie ¢ IPUMEHEHHEM JUXJIOpMETaHa B Ka4eCTBE IO~
eHTa. JlonomHuTensHOM ouncTkoil nmpenapatuBHod TCX ¢ mpUMeHEHHEM IUXJIOpMETaHa B KAaueCTBE DJIOCHTA
nonyuyamu 0,011 t (6%) >kemaemMoro coequHeHUs B Buae OexeBoro Teepmoro BemectBa. ESI/APCI(+): 371
(M+H).

IMpumep 50. Ionyuenue 1-(1H-unnon-3-un)-2-dpennn-2-(XuHOKCATHH-6-HIaMHUHO )3TAHOHA.

1-(1H-Uuanon-3-nm)-2-heHnn-2-(XuHOKCAINH-6-UITaMIHO )3TaHOH TTOJIYYalid COTJIacHO OOIIel mporemype
C u3 2-xn0p-1-(1H-unmon-3-mn)-2-peammranona (0,101 r, 0,374 mmons), xuHokcanuH-6-amuna (0,094 T, 0,648
mMmoutb) 1 DIPEA (0,200 mu, 1,148 MMois) B anieToHUTpHiie (2 MiT), 001y4aeMbIX B MUKPOBOJHOBOW TIEUH MPH
200°C B Teuenue 30 muH. OuncTKON Quren-xpoMarorpadpueil Ha CUIMKaresie ¢ MPUMEHEHHUEM TPaTUeHTa dTHII-
arerata (30-100%) B rentane ¢ mocieayromei o9rcTKo npemaparuHoit BOXKX (komonka XBridge; cocob 2)
nonyganu 0,008 T (6%) >kemaeMoro coenMHEHHS B BUIE OpamkeBoro TBepporo Bemectsa. ESI/APCI(+): 379
(M+H). ESI/APCI(-): 377 (M-H).

IMpumep 51. Honyuenne 3-((2-(1H-unmon-3-nm)-2-oxco-1-pennmatin)amuno)-N,N-1umeTnioeH3amu aa.

3-((2-(1H-NUumon-3-mi)-2-0kco- 1 -peHrmaTrn)aMuHO )-N, N-THMe THIIOCH3aMH] TIOTYYali COTJIACHO OOIICH
npotenype C u3z 2-xmnop-1-(1H-ungomn-3-mn)-2-pernmranona (0,099 r, 0,367 mmoins), 3-amuaO-N,N-TuMeTHII-
oenzamuna (0,095 r, 0,579 mmons) u DIPEA (0,200 M, 1,148 MMons) B aneToHUTpuIe (2 MiI), 00IydaecMbIX B
mukpoBosiHoBoi neun npu 200°C B Teuenne 30 MmuH. OuncTkoit Quen-xpomaTorpadueil Ha CHIMKaresie ¢ npu-
MeHeHreM rpaaneHTa stmwranerara (30-100%) B rentane ¢ mocCieAyIOMmerH OYHCTKOW mpenapaTuBHON BOKX
(xomonka XBridge; croco0 2) momyugamu 0,028 1 (19%) >kemaemMoro coeguHEHUs B BUAE PO30BOTO TBEPIOTO Be-
mectBa. ESI/APCI(+): 398 (M+H). ESI/APCI(-): 396 (M-H).

I[Mpumep 52. Tomyuenue 3-((2-(1H-unmomn-3-wm)-2-0kco-1-heHnmdTun)aMuHo )-N-MeTHIOESH30JICYIb(O-
HAMHJA.

3-((2-(1H-Uunon-3-umn)-2-okco- 1 -peHmn Tiin)aMuHo )-N-Me THII0eH30ICY Tb()OHAMHU]I,  TTONTYYaId COTJIACHO
obmeit npouenype C u3z 2-xnop-1-(1H-ungon-3-un)-2-penmmsranona (0,096 r, 0,356 mmons), 3-amMuHO-N-
Mmetmiioensoncynsponamuaruapoxnopuna (0,101 r, 0,454 mmons) u DIPEA (0,300 mu, 1,722 MMoJb) B aneTo-
HuTpmie (2 mir), obiaydyaeMbIXx B MHKpoBoinHOBOH meun mpu 200°C B Tewenue 30 muH. Ouncrkoit ¢uremn-
XpoMmartorpaduell Ha CHIIMKareiie ¢ MpUMeHeHHeM rpaanenTa stunanerara (30-100%) B renrane ¢ mocienyro-
meit ouncrkoil npemnaparuBHoil BOXXX (xosmonka XBridge; croco6 2) momydanu 0,006 r (4%) sxemaemoro co-
eJIMHEeHHS B BHJIE opamkeBoro TBepaoro Bemectsa. ESI/APCI(+): 420 (M+H). ESI/APCI(-): 418 (M-H).

IIpumep 53. IMomyuenue 1-(4-xmop-1H-unm01-3-1m01)-2-((3-MeToKcHpEeHNIT)aMHUHO )-2-(peHIIIITAaHOHA.

Cramus 1. tper-bytmi-4-xmop-3-popmumi-1H-uan0m-1-kapOokcunaT moxydaid cOriacHo oOIIel mporie-
nype F u3 4-xnop-1H-unnon-3-kap6anpneruna (0,310 r, 1,726 mmons), nu-tper-OyTmiaukapoonara (0,451 r,
2,066 mmons) 1 DMAP (0,021 1, 0,172 mmoip) B antetoruTpuiie (4 M) ¢ noxyaenuem 0,431 1 (89%) sxemaemo-
TO COCIMHEHUS.

Cranmus 2. 1-(4-Xnop-1H-nunon-3-nm)-2-((3-meTokcnpeHnT)aMuHO )-2-(OSHUIITAHOH TOTy4Yalld COTJIACHO
obmeit npouexype L u3 cmecu 3-06eH3uin-5-(2-ruppokcuaTui)-4-mMetunrrnazon-3-uii xmopuga (0,232 1, 0,860
MMoub) 1 TpuaTHiamuHa (0,120 M1, 0,860 mmonb) B atanone (3 M), TpeT-OyTui-4-xsop-3-dpopmmi-1H-unmon-
1-xap6okcunara (0,481 r, 1,720 mmons) u pactBopa N-6eH3ununeH-3-merokcnanmimHa (1,718 MMmois) B 3TaHO-
ne (1 mi), HarpeBaembix mpu 70°C B Teuenne 2 cyTtok. Oumnctkoil ¢renr-xpomarorpaduell Ha CHIMKareie c
npuMeHeHueM rpanuenta stunanerata (0-100%) B rentade ¢ nocienyoed o4ucTkoi npenaparuBHoi BOXX
(xomonka XBridge; cmoco6 1) momyuamm 0,009 T (1%) xemaemoro coeguHEHHS B BHAE OEJIOTO IOPOIIKA.
ESI/APCI(+): 391, 393 (M+H). ESI/APCI(-): 389, 391 (M-H).
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[Mpumep 54. Ilomywenme 1-(1H-unnon-3-wmm)-2-((3-meTokcudenun)aMmuno)-2-(3-(mpuMunus-5-un)pe-
HUJI)9TaHOHa.

Cramus 1. 3-Metoxcu-N-(3-(mupuMHUIUH-5-MT)0CH3WITHIECH JaHIIMH TTOJTYJalid KOJTMYECTBEHHO COTJIACHO
obmeit mponeaype I u3 3-mupumunua-5-undensansaeruga (0,125 r, 0,679 mmonp) u 3-metokcuanmnuaa (0,076
M, 0,679 mmons). ESI/APCI (+): 290 (M+H).

Cramus 2. 1-(1H-Uamon-3-mm)-2-((3-meTokcudenwn)amuHo)-2-(3-(mupuMuanH-5-1i1)PeHIIT)3TaHOH  TI0-
JTydaid corjlacHo oOmied nporieaype L n3 cmecu 3-0eH3mI-5-(2-THAPOKCHITHIN)-4-METHITHA30-3-Ui XJIOpUIa
(0,091 1, 0,337 mmoup) 1 TpudTIIIaMuHa (0,070 mur, 0,502 MMouts) B aTanoze (1 mur), Tper-0yTii-3-hopmr-1H-
uH01-1-kap6okcunara (0,166 r, 0,677 mMmons) m pactBopa 3-mMeTokcU-N-(3-(TMpUMHINH-5-11)0eH3MIN-
nen)anwimna (0,679 mmous) B atanone (0,5 mi), HarpeBaeMbIx rpu 65°C B TeueHue 5 cyTok. O4ucTKOH (urer-
XpoMmartorpaduell Ha CHIIMKareiie ¢ MpUMEHeHHeM rpaanenTa stuinanerara (50-100%) B renrane ¢ mocienyro-
MM OCAXJICHUEM W3 IUATHIOBOTO 3¢dupa momyyanu 0,066 T (22%) KenaeMoro COCIUHCHUS B BHJE KEITOTO
tBepaoro coequneHus. ESI/APCI (+): 435 (M+H). ESI/APCI (-): 433 (M-H).

Mpumep 55. Tlomywenme 1-(1H-unmon-3-um)-2-((3-mMeTokcudeHm1)aMiuHO)-2-(6-METOKCHTUPUINH-3 -
WIJT)9TaHOHA.

Cramus 1. 3-Merokcu-N-((6-MEeTOKCUTTUPHIUH-3-MIT)METHIICH )aHIJIMH TIOJydald KOJUYECTBEHHO COTJIac-
HO oOmeii nponeaype I u3z 6-merokcuankotuHanpaeruaa (0,140 r, 1,021 mmons) u 3-merokcuanwmmaa (0,115
mi, 1,021 mmons). ESI/APCI (+): 243 (M+H).

Cramus 2. 1-(1H-Muamon-3-nn)-2-((3-MeTokcu(eHwIT)aMIHO )-2-(6-METOKCUITHPUANH-3-HJ1)3TAHOH TIOJTyda-
U cornmacHo obmied mpomemype L u3 cmecu 3-0eH3WI-5-(2-THAPOKCUAITHI)-4-METHITHA30-3-Ul  XJIOpUaa
(0,143 r, 0,530 mmomnb) 1 TpuaTHIaMuHa (0,100 M, 0,717 MMois) B atanose (1 Mir), TpeT-OyTHi-3-popmui-1H-
uHo1-1-kap6okcunara (0,251 1, 1,020 mMmonb) u pactBopa 3-meTokcH-N-((6-METOKCHITUPUANH-3-HIT)Me-
tunen)anmwmHa (1,021 mmons) B staHone (0,5 mun), HarpeBaembix npu 65°C B Teduenue 5 cyTok. O4MCTKOM
¢em-xpomarorpadueil Ha cuiaMKareie ¢ NpUMEHeHHeM rpaauenTa stuianerara (0-50%) B renraHe ¢ moce-
JIYIOIIMM OCa)XJICHUEM U3 MUATHIOBOTO 3dupa morydand 0,097 r (25%) kenaeMoro coeIMHCHUS B BHUIE OJe]-
Ho-x)entoro TBepaoro coeaunenns. ESI/APCI (+): 388 (M+H). ESI/APCI (-): 386 (M-H).

IIpumep 56. Tlomydyenme 6-((2-(1H-unmoN-3-11)-2-0KC0-1-PeHmmTmn)amuHo)6en30[d]okcazon-2(3H)-
OHa.

6-((2-(1H-Numomn-3-mn)-2-okco- 1 -pennmatun)amuno )oenso[dJokcazon-2(3H)-0oH momydanu coriiacHo 00-
mei npomnexype C wu3 2-xaop-1-(1H-unmon-3-un)-2-permmtanona (0,102 r, 0,378 mmons), 6-aMUHO-
6enso[d]okcazon-2(3H)-ona (0,104 1, 0,693 mmons) u DIPEA (0,200 mu, 1,148 Mmob) B anieToHUTpHIIE (2 MIT),
00nydaeMbIX B MUKpOBOJTHOBOH nieun mipu 200°C B Teuenue 30 munH. OuncTkoi Qureni-xpomartorpaducii Ha cu-
JMKaresie ¢ MpUMEHeHHeM TpaaueHTa stuinanerara (10-100%) B renrane ¢ mocienyromeil OYMCTKOM npenapa-
tuBHOM BDOXKX (romonka XBridge; crioco6 2) momywamu 0,023 r (16%) xenaeMoro CoeIMHCHUS B BHIIC aMOP)-
Hoit conmn. ESI/APCI(+): 384 (M+H); 406 (M+Na). ESI/APCI(-): 382 (M-H).

Mpumep 57. Iomyuenme 2-((3-(1H-1,2,4-rpuazon-1-nm)penmn)amuno)-1-(1H-unnon-3-wmwr)-2-penun-
JTaHOHA.

2-((3-(1H-1,2,4-Tpuazon-1-mn)denmn)amuto)- 1 -(1 H-uanon-3-mm)-2-heHmITaHOH  Toydaal  COTJIACHO
obmeit mponenype C m3 2-xmop-1-(1H-unmon-3-un)-2-penmmranona (0,104 r, 0,386 mmoms), 3-(1H-1,2,4-
tpHuazon-1-mr)anmiuaa (0,093 1, 0,581 mmoins) 1 DIPEA (0,200 mi, 1,148 MMoib) B anieToHuTpriie (2 M), 00-
JTy4aeMBbIX B MUKpOBOJHOBOH meun nipu 200°C B Teuenne 30 MuH. O9uCTKON Qurenm-xpoMarorpadueii Ha CHITH-
KareJjie ¢ MpuMeHeHneM rpanuenta stwianerara (10-100%) B renrane ¢ mociueayromeld OYUCTKOW TpenapaTHB-
HoWt BOXKX (romonka XBridge; croco6 2) momyyanu 0,009 T (6%) xkemaeMoro coemuHeHUs B BUIE aMophHOU
coiu. ESI/APCI(+): 394 (M+H); 416 (M+Na). ESI/APCI(-): 392 (M-H).

[Mpumep 58. Ionyuenue 1-(1H-unnon-3-mm)-2-((3-(okcazon-5-nmim)peHnin)aMruHo)-2 -peHUIITAHOHA.

1-(1H-Uunon-3-um)-2-((3-(okcazon-5-mi)dheHnn)aMruHO )-2-pSHWISTAHOH ~ TTOJIYYaId  COTJIACHO — OOIIei
npornenype C uz 2-xmop-1-(1H-unnon-3-mn)-2-permmranona (0,101 r, 0,374 mmoins), 3-(0Kca3o-5-win)aHu-
mra (0,086 1, 0,537 mmoue) u DIPEA (0,200 M1, 1,148 MMoITh) B aleTOHUTpUIIE (2 MIT), 00IyYaeMbIX B MHKPO-
BostHOBOM meun mipu 200°C B Teuenne 30 muH. OUuCTKO#N Qureni-xpomaTorpadueil Ha CHIIMKareie ¢ MpUMeHe-
HHeM rpaauenTa stmnanerata (10-100%) B renTane ¢ mocieayiomeld ouucTkoi npenapatusaoit BOXKX (xomon-
ka XBridge; croco6 1) momydgamm 0,008 r (5%) xemaemoro coenuHeHus B Buae amopduoii comn. ESI/APCI(+):
394 (M+H); 416 (M+Na). ESI/APCI(-): 392 (M-H).

IIpumep 59. Tlomydgenne 5-(2-(1H-urmon-3-mn)-1-((3-MeTOKCH(PEHIT)aMHUHO)-2-0KCOITHI)- 1 ,3-THMETHII-
1H-6en30[d]umunazon-2(3H)-oHa.

Cramus 1. 5-(((3-Merokcudenmn)umuno)metin)-1,3-aumernn-1H-6en3o[d[umunazon-2(3H)-on nomyvanu
KOJIMYECTBEHHO cOmTacHO obielt mporenype I u3 1,3-numeTnin-2-okco-2,3-auruapo-1H-0en3o[dJumunazon-5-
kapOanpneruaa (0,109 r, 0,573 mmonb) u 3-merokcuanununa (0,065 mm, 0,578 mmons). ESI/APCI (+): 296
(M+H).

Cramgus 2. 5-(2-(1H-Unpon-3-um)-1-((3-MeTokcudeHnT)aMUHO )-2-0KcodTHN)- 1, 3-mumeTin- 1 H-Oen-
30[d]umunazon-2(3H)-oH momyvanu cornacHo odmelt mpouenype L n3 cmecu 3-6eH3mi-5-(2-ruapoKCHa T )-4-
Metmirtrazonnii ximopuaa (0,077 r, 0,285 mmouns) u TpraTHiamuaa (0,060 M, 0,430 mmons) B dTanone (1 i),
TpeT-0yTun-3-popmui-1H-urnon-1-kapookcunara (0,140 t, 0,572 mmons) m pactBopa 5-(((3-metokcude-
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HUT)UMAHO )MeTHN)- 1, 3-mumetin- 1 H-6en3o[d Jumunazon-2(3H)-ona (0,573 mmozb) B stanone (0,5 M), Harpe-
BaeMbIX npu 65°C B Teuenue 3 cytok. [lociie KOHLIEHTPpUPOBaHUS PEAKIIMOHHOM CMECH MOJ CHUKEHHBIM JaBJie-
HHEM OCaKICHUEM M3 alleTOHaa M Iu3TIIoBoro 3¢upa nomyvanu 0,049 r (19%) xemaeMoro coequHEHNUS B BUIE
OsremHO-x)enroro TBepaoro coenunenus. ESI/APCI (+): 441 (M+H). ESI/APCI (-): 439 (M-H).

I[Mpumep 60. Tlonyuenme 4-(2-(1H-unnon-3-mm)-1-((2-MeTOKCUTTUPUANH-4-1IT)aMHHO )-2-0KCOITHIT)OCH-
30HUTPHIIA.

Cramus 1. 4-(((2-MeToxcunupuInH-4-11)UMIHO )METHIT)OCH30HUTPIIT TTOJTYYald KOJTMYESCTBEHHO COTJIac-
HO obOmel mporenaype J u3z 4-popmunbenzonutpuna (0,131 1, 0,998 Mmoib), 2-MeTOKCHITUPUANH-4-aMUHA
(0,124 1, 0,999 mmonb) u cynsgara Maraus (0,100 r, 0,831 mMous) B 3Tanose (1 mi).

Cramus 2. 4-(2-(1H-Nnpon-3-ni)-1-((2-MeToKkcUUpuanH-4-1iT)aMHHO ))-2-0KCOITHIT)OEH30HUTPHI  TTOJTY-
yanu corylacHo oOmei mpouenype K u3 cmecu 3-0eH3mi-5-(2-ruapoKCcHITHI)-4-METHIITHA30I-3-0i XJI0puia
(0,135 1, 0,500 mmomnb) 1 TpuaTHIaMuHa (0,070 M, 0,505 MMois) B atanose (1 Mir), TpeT-OyTHi-3-popmmi-1H-
uH01-1-kap6okcunara (0,245 r, 0,999 mmonb) n pactBopa 4-(((2-MEeTOKCUITMPUANH-4-MIT)IMHUHO )METHII)0CH-
3onuTpmia (0,999 mmons) B stanoxne (1 mi), HarpeBaembix npu 70°C B Teuenue 2 cyrok. OuucTko# ¢urerm-
xpomarorpadueit Ha cUIHKaresie ¢ MpuMeHeHneM rpaauenTa stmwianetara (0-100%) B renrane noxydanu 0,125
T (31%) xxemaemoro coeguHeHns B Buae 6enoro nopomka. ESI/APCI(+): 383 (M+H). ESI/APCI(-): 381 (M-H).

IIpumep 61. TMomyuenune 1-(1H-unno0n-3-mr)-2-((4-MeTOKCH-6-METHITTHPUMHUANH-2-HJ1)aMHHO )-2 - EeHUIT-
STaHOHA.

Cramus 1. N-BensunuaeH-4-MeTOKCU-6-METHITAPAMHAIAH-2-aMUH TIOTYYaJId KOJMYECTBEHHO COTJIACHO
obmeit mponenype J w3 Oenzampaeruma (0,100 mu, 0,987 mMmoib), 4-METOKCH-O-METHIITUPUMUINH-2-aMUHA
(0,132 1, 0,949 mmonb) u cynbara maraus (0,100 T, 0,831 mmouns) B atanose (1 mir). ESI/APCI(+): 228 (M+H).

Cranmus 2. 1-(1H-Uuanon-3-um)-2-((4-METOKCH-6-METHIITMPUMUANH-2-HIT)aMUHO )-2-(eHUIIITAHOH MOJTy4a-
M coryacHo obmei mpomnenype L w3 cmecn 3-0eH3MI-5-(2-THAPOKCHITHUI)-4-METHITHA30T-3-HI XJIOpUIa
(0,124 1, 0,460 mmomnb) u TpuaTHIaMuna (0,100 M, 0,717 MMois) B atanoste (1 mir), TpeT-OyTHi-3-dpopmuin-1H-
uH101-1-kap6okcunara (0,204 r, 0,832 MMonb) n pacTBopa N-OeH3minaeH-4-MeTOKCH-0-METHITUPUMHIIH-2-
amuHa (0,949 Mmonp) B dTaHone (2 wmur), HarpeBaemblx mpu 70°C B TeueHme 65 4. OumcTkoi Guem-
xpomarorpadueii Ha cuiHKarene ¢ IpUMeHeHHeM rpanuenta >tunarnerara (30-100%) B renraHe ¢ mociexyro-
el nmepexpucramumsaniei u3 quxinopmerana noxydann 0,001 T (1%) sxenaemMoro coenHEHHS B BHIE MOPOIII-
ka. ESI/APCI(+): 373 (M+H); 395 (M+Na). ESI/APCI(-): 371 (M-H).

I[Mpumep 62. Tlomydenne 2-(6-ruapoxcunUpuanH-3-11)-1-(1H-uHm0m-3-101)-2-((3-MeToKCHpeHNIT)aMu-
HO)3TaHOHA.

Cramus 1. 5-(((3-Merokcn(peHIIT)MMAHO )METHI ) TUPUIUH-2-0J1 MOIyYaJld KOJNYECTBEHHO COTJIACHO 00-
et mpouenype | u3 6-ruppokcuaukotuHampaeruna (0,125 v, 1,015 mmons) u 3-merokcuanmwnmmaa (0,115 mor,
1,023 mmons). ESI/APCI (+): 229 (M+H). ESI/APCI (-): 227 (M-H).

Cragusa 2. 2-(6-I'mapoxcummupuau-3-un)-1-(1H-unmon-3-wm)-2-((3-MeTokcH()EHUIT)aMIHO )3TAaHOH TIOTY-
Yanu coryiacHO obuied mpouexype L m3 cmecn 3-0eH3mi-5-(2-TUAPOKCHITHI)-4-METHIATHA30I-3-1il XJI0opHIa
(0,140 1, 0,519 mmomnb) 1 TpusTHIaMuHa (0,100 M, 0,717 MMois) B atanoste (1 Mir), TpeT-OyTHi-3-dpopmuin-1H-
nHAo7-1-kapbokcunara (0,249 1, 1,016 Mmmonb) 1 pactBopa 5-(((3-MeTOKCHUPEHIIT)UMUHO )METHIT) TUPHIAH-2 -
ona (1,015 mMomnp) B atanone (1 mur), HarpeBaembIx Tipu 65°C B TeueHnue 4 cyrok. OCTaTOK OYHINAIU (hiem-
xpomarorpadueii Ha crIHMKarese ¢ IpuMeHeHneM rpaauenTa stninanerara (50-100%) B renrane. JlomomHuTEH-
HOW OYHCTKOHU (prem-xpomaTorpadueil Ha CHIMKarese ¢ MpuMEeHeHHeM rpaaueHTa metanomna (0-5%) B quxiop-
METaHe C TMOCIenyIoel ounucTKoi mpemapatuBHoii BOXKX (komonka XBridge; crmoco6 2) momydanu 0,078
(21%) xemaemoro coeuHEHMs B BUIE *kenaToro TBepaoro coeaunenus. ESI/APCI (+): 374 (M+H). ESI/APCI (-
): 372 (M-H).

[Mpumep 63. Ionyuenue 2-(umunasol1,2-ajmmpuana-2-mn)-1-(1H-unnon-3-mn)-2-((2-MeTokcunupuIuH-4-
WT)aMHHO )3TaHOHA.

Cragus 1. N-(Mmwupaso[1,2-a]nupuinH-2-uiMeTusIeH)-2-MeTOKCUTUPUIUH-4-aMIH TIOJIy4ajl COTJIACHO
OIMMCAaHHBIM B HACTOSILEM JOKYMEHTE 2 pa3JIMuHBIM MPOLeaypaM Kak criocod A u criocob B.

Crioco6 A: N-(Mmunaszol1,2-a]nupuauH-2-MIMETHIICH)-2-METOKCUTTUPUINH-4-aMHH TIOTYJaId KOJIUIECT-
BEHHO corjlacHoO obmieit mponeaype H w3 mmumaso[ 1,2-aJmupunnn-2-kapoamsaeruna (0,150 r, 1,026 Mmmoinb),
cynmeara maraus (0,200 t, 1,662 mmons) 1 4-amuHO-2-MeTokcunupuauHa (0,29 1, 1,039 mmons) B aTanone (1
mi). ESI/APCI (+): 253 (M+H).

Cnoco6 B: Cmech ummmaso[l,2-ajmupunun-2-kapoanpaeruga (0,250 1, 1,711 mmonp) u 4-aMHHO-2-
metokcunupuauHa (0,215 1, 1,732 Mmmonp) B 2-Metunrerparuapodypane (5 Mi1) HarpeBalu ¢ 0OpaTHBIM XOJI0-
JTUIIEHUKOM Tpu oMoty anmnapata [{una-Crapka. PacTBopuTens BBITapHBald MOJ CHHXCHHBIM JTABICHUECM C
MOJIyYCHHEM B KOJIMYECTBEHHOM OTHOIEeHNU N-(nmuaaso[1,2-a]nupuanH-2-niMeTHiIeH)-2-MeTOKCUITUPUINH-4 -
aMMHa, KOTOPBIH HCIIOJB30BAIM Ha CieAyromer craguu 0e3 nomoiHuTenbHoW ounctku. ESI/APCI (+): 253
(M+H).

Cramus 2.  2-(Mmwmnazo[ 1,2-a]mupunun-2-mn)-1-(1H-uamnon-3-mn)-2-((2-MeTOKCUITHPUTAH-4 -1 ) aM U -
HO)3TaHOH IOJTyYalli COrJIacHO oOriel npouenype L u3 cmecu 3-0eH3MIT-5-(2-THAPOKCUITHIN ) -4-METHATHAZ0JIAN
xynopuna (0,140 t, 0,519 mmonp) u TpudTunamunra (0,100 mi, 0,717 mmons) B 3Tanone (1 mi), Tper-OyTmi-3-
dhopmmn-1H-unmon-1-kap6okcmnara (0,252 1, 1,027 mmons) u pactBopa N-(umunasol[ 1,2-a]JnupuanH-2-mimMeTn-
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JIeH)-2-MeTokcunupuauH-4-amuna (1,026 Mmoos) B aTanone (1 mir), HarpeBaemsIX npu 65°C B TeueHue 4 CyTOK.
Ouncrkoii ¢em-xpomarorpadueil Ha cumkarene ¢ MpuMeHeHHeM rpaanenta Meranona (0-5%) B auxmopme-
TaHe C MOCIEAyIoel ouncTkoi npenaparuBHoit BOXX (xomonka XBridge; croco6 3) momryganu 0,031 1 (7%)
JKETaeMOoT0 COSAMHEHUS B BHJIE JkenToro TBepaoro coenuuenus. ESI/APCI (+): 398 (M+H). ESI/APCI (-): 396
(M-H).

IIpumep 64. IMomyuenue 3-((2-(1 H-uamomn-3-mr)-2-0kco- 1 -eHMIITHII)aMUHO )OCH3aMU1a.

3-((2-(1H-Numomn-3-mm)-2-0kco- | -heHnII THI ) aMHHO ) OeH3aMHuT TIOJTydajil corylacHo obmielt nporeaype C
n3 2-xnop-1-(1H-unamon-3-un)-2-penmmranona (0,105 r, 0,389 mmons), 3-amunobenzamuna (0,099 r, 0,727
mmons) 1 DIPEA (0,200 mn, 1,148 Mmous) B anieronuTpuie (2 mMit), 001y4aeMbIX B MUKPOBOJIHOBOH UM NPH
200°C B teuenne 30 muH. Ounctkoii Qiueni-xpomarorpadueiil Ha CHIMKaresie ¢ MPUMEHEHHEM I'paJUeHTa THII-
arnerata (10-100%) B rentane ¢ mocieayromei ouncTkoi npemaparuBHo BOXKX (komonka XBridge; crocob 2)
nonyvanu 0,003 T (2%) >xemaeMoro coenuHeHus B Bune TBepmoro BemectBa. ESI/APCI(+): 370 (M+H); 392
(M+Na). ESI/APCI(-): 368 (M-H).

IMpumep 65. [onyuenue 1-(1H-unnon-3-mi)-2-((4-METOKCUITUPUINH-2-1IT)aMUHO)-2-(peHIII TaHOHA.

Cramus 1. N-beHsmimaeH-4-MeTOKCUITUPUANH-2-aMUH TTOTYJaJId KOJMYECTBEHHO COTJIACHO OOIIeH mpo-
neaype J u3 6enzanpaeruaa (0,100 mu, 0,987 mMons), 4-meTokcunupuana-2-amuaa (0,124 r, 0,999 MMonbp) u
cyneara maraus (0,100 T, 0,831 mmons) B atanone (1 mur). ESI/APCI(+): 213 (M+H).

Cramus 2. 1-(1H-Uuamon-3-nm)-2-((4-MEeTOKCUTUPUIUH-2-MIT)aMUHO )-2 - EHUIITAHOH TTOTyJaId COTIACHO
obmeit nporenype L m3 cmecu 3-0eH3MII-5-(2-rHAPOKCHITHN )-4-MeTunTHa3on-3-uit xmopuna (0,128 r, 0,474
MMoutb) u TpmdTHiamuaa (0,100 M, 0,717 mmons) B atanone (1 wmur), Tper-OyTuia-3-popmui-1H-uamon-1-
kapOokcunara (0,202 r, 0,824 MMonb) 1 pactBopa N-OeH3ununeH-4-MeTokcunupuauH-2-amuna (0,999 mmons) B
aTanoze (2 mi), HarpeBaeMbIx rpu 70°C B Tedenue 65 4. Ounctkoi Quem-xpoMaTorpaduell Ha CHINKaresie ¢
MpUMeHeHHeM rpaauenta stunanerata (30-100%) B renTane ¢ nmocieAyrolel OUUCTKOM npenapatuBHoit BOXX
(xomonka SunFire; cmoco6 2) momywamu 0,032 r (11%) xemaemoro coenmuHeHHs B BHIC aMOP(GHOW COJH.
ESI/APCI(+): 358 (M+H). ESI/APCI(-): 356 (M-H).

IIpumep 66. [Momyuenune 1-(1H-unmon-3-mm)-2-((5-MEeTOKCUTTUPUINH-3 -1IT)aMHHO )-2 - EHUITITAHOHA.

Cramus 1. N-BeH3mmaeH-5-MeTOKCUITUPUANH-3-aMUH TTOTyJaJId KOJMYECTBEHHO COTJIACHO OOIIe# mpo-
nenype J u3 6enzanpaeruma (0,100 mu, 0,987 mMonb), S-metokcunmpuann-3-amuaa (0,130 r, 1,047 MMombp) u
cyneara maraus (0,100 T, 0,831 mmons) B atanone (1 mur). ESI/APCI(+): 213 (M+H).

Cramus 2. 1-(1H-Uuamon-3-nm)-2-((5-MeTOKCUMUPUIUH-3-MIT)aMUHO )-2 - EHUIITAHOH TTOTyJaId COTIACHO
obmeit nporenype L m3 cmecu 3-0eH3MII-5-(2-rUApOKCHITHN )-4-MeTunTHa3on-3-uit xmopuna (0,124 r, 0,460
mmoinb) U TpraTHaamMuna (0,100 M, 0,717 mmomnb) B stanone (1 mur), Tper-OyTtui-3-dopmui-1H-unnon-1-
kapOokcunara (0,203 r, 0,828 MMonb) 1 pacTBopa N-OeH3MITHICH-5-MeTOKCHITUPUAUH-3-aMuHa (0,987 MMoIb) B
sTanozae (2 mi), HarpeBaeMbIx rpu 70°C B Tedenue 65 4. Ounctkoi Quenm-xpoMaTorpaduell Ha CHINKaresie ¢
npuUMeHeHueM rpaauenta stuinanetara (30-100%) B rentaHe ¢ MOCASAYIOIIUM OCaXACHUEM U3 AUSTUIOBOTO
a¢upa nomydanu 0,033 r (11%) xemaemoro coepuHenust B Buae tBepaoro Bemectsa. ESI/APCI(+): 358 (M+H);
380 (M+Na). ESI/APCI(-): 356 (M-H). 1H SAMP (DMSO-d¢): & 12,19 (1H, br s); 8,91 (1H, m); 8,15 (1H, m);
7,83 (1H, m); 7,65 (2H, m); 7,48 (2H, m); 7,19-7,32 (4H, m); 6,68-6,81 (2H, m); 6,16 (1H, m); 3,70 (3H, s).

[Ipumep 67. IMomyuenune 3trn-3-((2-(1 H-ungomn-3-wmr)-2-okco- 1 -peHnmI TrI ) aMiHOo )0eH30aTa.

Otnn-3-((2-(1H-uapon-3-mir)-2-0kco- 1 -peHrII THIT ) aMIHO )0SH30aT MOJTYYalid COTJIacHO OOIIeH mporeay-
pe C m3 2-xnop-1-(1H-unmon-3-mn)-2-peranmtanona (0,292 r, 1,083 MmMoins), atnn-3-amuHodensoara (0,322 T,
1,949 mmous) 1 DIPEA (0,400 M1, 2,296 MMoITh) B anieTOHUTpHIIE (2 MIT), 00JTydaeMbIX B MUKPOBOJIHOBOM TIeUn
mpu 200°C B teuenune 30 muH. OuncTko#t duem-xpomarorpadueii Ha CHUIMKareie ¢ MPUMEHEHUEM TpaJueHTa
stunanerata (10-40%) B remraHe ¢ MOCIEAYIOIIMM OCAXIEHHEM W3 AMATIIIOBOTO 3dupa noxywanu 0,123 t
(29%) xenmaemoro coenmuHeHus B Bune TBepaoro semiectsa. ESI/APCI(+): 399 (M+H); 421 (M+Na). ESI/APCI(-
): 397 (M-H). 'H SIMP (CDCls) & 8,58 (1H, br s); 8,40 (1H, m); 8,02 (1H, m); 7,54 (2H, m); 7,18-7,38 (9H, m);
6,87 (1H, m); 5,77 (1H, s); 4,32 (2H, q); 1,36 (3H, t).

IMpumep 68. [Nomyuenne 1-(6-x10p-1H-nHm00-3-11)-2-(MMUKa3o0[ 1,2-a|nupuaun-2-mi)-2-((2-MeTOKCHUITH-
PUANH-4-VT)aMHAHO )3 TAHOHA.

Cramust 1. Tper-ByTnn-6-xmop-3-popmmi-1H-nHnomn-1-kapOokcunar mosydaiy corjlacHO oOImieil mpore-
nype F u3 6-xmop-1H-unnon-3-kapoanseneruna (0,500 r, 2,784 mMons), mu-tper-Oyruinukapoonata (0,740 T,
3,391 mmons) 1 DMAP (0,050 1, 0,409 mmoip) B anteroruTpuiie (9 mu) ¢ noxyaenuem 0,760 1 (98%) sxemaemo-
ro COCJMHEHNs B BHAC KOPHYHEBOro TBepaoro Bemectsa. 'H SIMP (DMSO-dg) & 10,07 (1H, s); 8,70 (1H, s);
8,13 (2H, m); 7,45 (1H, d); 1,67 (9H, s).

Cramus 2. 1-(6-Xnop-1H-unmon-3-mn)-2-(mmunaszol 1,2-a]mupuaua-2-wmi)-2-((2-MeTOKCHTTUPHTTH-4 -
WJT)aMUHO)3TAaHOH TIOJIyJald coryiacHo oOmeld mporeaype L w3 cMecn 3-0eH3UI-5-(2-THOPOKCHUITHIN)-4-
MeTmiTraszon-3-uii xnopuaa (0,141 r, 0,476 mmons) u TpudTmiamuna (0,085 mu, 0,611 MMonb) B aTanone (1
M), TpeT-0yTun-6-xmop-3-dpopmun-1H-unmnon-1-kapobokcmmara (0,240 r, 0,856 mmonp) U pactBopa N-(mMu-
na3o[ 1,2-a]nupuauH-2-uaMeTUIeH )-2-MeTokcumupuana-4-amuaa (0,856 MMounb) B 3TaHone (2 Mi), HarpeBae-
MBbIX 1ipH 65°C B TeueHne 5 cyTok. OcTaTok ouumany Quem-xpomMaTorpadueil Ha CHIIMKaresie ¢ NpUMEHEHHEM
rpaauenTa stuinanerara (25-100%) B renTane. JlononHUTENbHONH 04MCTKON npenapatuBHOod BOXKX (komonka

-73 -



040588

XBridge; cmoco6 3) ¢ mocieayomuM OcaXIcHHEM U3 aneToHa u rentana momydand 0,015 r (4%) kemaemoro
COeIIMHEHUS B BHJE OcxkeBoro TBepaoro BemectBa. ESI/APCI (+): 432, 434 (M+H).

Ipumep 69. Tlomyuenue 1-(1H-unmon-3-wmn)-2-((5-merokcu-1,2,4-Trannazomn-3-mi)aMuHo )-2-PeHUIT-
3TaHOHA.

Cramus 1. N-Bensunuuen-5-metokcu-1,2,4-tmaqua3on-3-aMuH TOJy9alid KOJHMYECTBEHHO COTJIACHO 00-
meit nmpouenype J n3 6enszampaeruaa (0,100 mm, 0,987 mmonb), S-metokcu-1,2,4-tnaguazon-3-amuna (0,157 T,
1,197 mmons) u cynbdara marams (0,100 T, 0,831 mmons) B atanone (1 mur). ES/APCI(+): 220 (M+H).

Cramus 2. 1-(1H-Uumon-3-wmn)-2-((5-merokcu-1,2,4-trannazon-3-ui)aMuHo )-2-GeHIIATAHOH  ITOTyJaln
coryacHo obmiet mporenype L u3 cmecn 3-0eH3mI-5-(2-THAPOKCHITIIN ) -4-MeTIITHA30I-3 -1t xiopuaa (0,130 T,
0,482 mmouts) n praTHIaMuHa (0,100 M, 0,717 MMons) B atanoue (1 M), Tper-0yTii-3-popmui-1H-unnon-1-
kap6okcunara (0,210 r, 0,856 mmoinb) n pactBopa N-OeHzmnnaeH-5-metokcu-1,2,4-tnannazon-3-amuna (0,987
MMOJIB) B 9TaHoje (2 mi), HarpeBaeMbIx ripu 70°C B Teuenue 24 4. Ounctkolt ¢uen-xpomaTtorpadueiil Ha cuIn-
Kareye ¢ mpuMeHeHneM rpaauenta stunanetara (20-80%) B renTaHe ¢ MOCienyIOMIeH MepeKpucTaUIM3aei u3
mTHIOoBOTO 3¢dupa noyyanu 0,002 r (1%) xemaemoro coenuHeHus B Buje TBeproro Bemectsa. ESI/APCI(+):
365 (M+H); 387 (M+Na). ESI/APCI(-): 363 (M-H).

IIpumep 70. IMomyuenue 3-((2-(1H-urm01-3-11)-2-0KC0- 1 -PEHUIITHIT)aMUHO )OCH30MHON KHUCIIOTBI.

Cwmech atii-3-((2-(1H-unmon-3-um)-2-okco- 1 -penmmrn)amuno )oenzoata (0,067 r, 0,168 Mmmomns) 1 rua-
poxcuma ymtus (0,065 r, 2,714 MmMonb) B dTanone (2,5 mur) u Boae (2,5 Mi) mepeMeruBalid MPH KOMHATHOU
TeMIiepaType B TedeHue 3 CyTOK. PeakIMOHHYI0 CMeCh KOHLEHTPUPOBAIH MOJ CHWKEHHBIM AaBieHHeM. Octa-
TOK pa3leisuid MEeXIy ITHIANeTaToM W Bomoi. Pa3bl pasaensian. BoaHyo ¢a3y MOAKUCISIN 1H. pacTBOpOM
XJIOPBOJOPOJHOM KHCIIOTHI M 9KCTparupoBayiv stmiaaneTatoM. ®Passl pazaensin. Opranndeckyto ¢asy CyIInIn
HaJl cynab(aToM MarHus, GprIbTPOBaIM M KOHICHTPUPOBAJIH I10JI CHIDKCHHBIM JaBiieHneM. OUYHCTKOHN MepeKpu-
CTaM3anuel n3 AnaTIoBoro 3¢upa norydanu 0,010 r (16%) xexaeMoro coeMHEHHs B Buae 0€I0T0 TBEPIO-
ro BemectBa. ESI/APCI(+): 371 (M+H). ESI/APCI(-): 369 (M-H).

[Mpumep 71. Ionyuenue 1-(1H-unnon-3-mim)-2-((6-MeTOKCUNUPUMHIUH-4-HIT)aMHHO )-2-(heHUIITAHOHA.

Cramus 1. PactBop N-OeH3MIHIEH-6-METOKCUITUPUMUINH-4-aMHHA B METaHOJE TIONydYald ITyTeM Harpe-
BaHUs pactBopa Oenzampaeruna (0,100 mm, 0,987 MMonp) U 6-mMeTokcunupumuana-4-amuaa (0,165 1, 1,319
MMoutb) B Metanodie (1 mi) mpu 70°C B Teuenne 18 4. OGpa3zoBaHre MHUHA OBLIO KOJHMYECTBEHHBIM U PaCTBOP
WCTIONB30Bau 0e3 nomoauTeabHON ounucTku. ESI/APCI(+): 214 (M+H).

Cramus 2. K pactBopy 3-0eH3MI-5-(2-TUAPOKCHAITII)-4-MeTrTHA30-3-uii xmopuaa (0,147 1, 0,545
MMoJIb) B dtanoje (1 mi) go6asmsumu TpudTHiaamuH (0,100 M, 0,717 MMois) U cMech iepeMenuBanu pu 70°C
B TedeHrne 5 MUH. K NOJydeHHOMY JKENTOMY pacTBOpy H00aBisud TpeT-OyTmi-3-popmun-1H-unnon-1-kap-
6okcunar (0,208 r, 0,848 MMoib) U pactBop N-OeH3MIHICH-0-MeTOKCUTMpUMUIUH-4-amMmuHa (0,987 MMoub) B
mertanouse (1 mur). PeakimoHHyI0 cMech MepeMenBaIi B repMeTU3NpoBaHHOM nipodupke npu 70°C B TeueHue
65 4. PeakimoHHy10 cMech KOHIEHTpUpoBaitn. O4ucTKol (uierm-xpoMaTorpadueid Ha CuiIMKarese ¢ mpuMeHe-
HHeM rpaauenTta stmnanerata (30-100%) B renrane nomyyanu 0,015 r (5%) 1-(1H-unnon-3-mm)-2-((6-meTokcu-
MUPUMUANH-4-1IT1)aMUHO)-2-peHmIITaHOHa B Busie Oenoro TBepaoro Bemecrsa. ESI/APCI(+): 359 (M+H); 381
(M+Na). ESI/APCI(-): 357 (M-H).

Ipumep 72. Tlomyuenme 1-(6-xyop-1H-uam07-3-11)-2-((2-METOKCUITUPUAMH-4-HIT)aMHIHO )-2-PeHIIT-
3TaHOHA.

1-(6-Xnop-1H-num071-3-1m1)-2-((2-MEe TOKCUTTUPHINH-4-1T)aMUHO )-2-(DEHUIITAHOH ~ TIOJTydadd  COTJIACHO
obmeit mponenype K n3 cmecu 3-6eH3un-5-(2-ruapokcuaTii)-4-mMetrmntrazon-3-uid xiaopuaa (0,135 r, 0,500
MMoub) 1 TpudTHiamuHa (0,070 M, 0,498 mmons) B atanone (1 M), Tpet-OyTui-6-xsop-3-¢popmmi-1H-unmon-
1-xap6okcunara (0,280 r, 1,001 mmonb) m pactBopa N-OeH3MIHICH-2-MeTOKCUNUpHUanH-4-amuHa (1,000
MMoub) B dTaHoie (1 mir), HarpeBaembix npu 70°C B Teuenne 3 cyTok. OumcTio# Quem-xpomaTorpadueid Ha
CHJIMKarejie ¢ MpUMeHeHHeM rpaauenTa stuinanerara (10-100%) B renrane ¢ HOCIEAYIONIMM OCaXICHUEM M3
mTHIOBOTO 3dupa momydamn 0,094 r (23%) jkemaeMOro COeJUHEHHST B BHJAE TBEPAOTO BELIECTBA.
ESI/APCI(+): 392, 394 (M+H). ESI/APCI(-): 390, 392 (M-H).

IIpumep 73. Tomyuenue 1-(1H-urmon-3-mm)-2-((2-MeTOKCUTTHUPUINH-4-FIT)aMUHO )-2-(TTUPUINH-3-HJT)3Ta-
HOHa.

Cramus 1. 2-MeTtokcu-N-(TTHpUIIH-3-MIMETHIICH ) TUPUINH-4-aMUH TIOTyJaJId KOJMIECTBEHHO COTJIACHO
obmeit nportenype H w3 mukotunanpneruna (0,094 mi, 0,999 MMons), 2-metokcunupuaui-4-amuaa (0,124 T,
0,999 mmons) u cynbdara marawms (0,100 T, 0,831 mmois) B aTanomne (1 mr).

Cramus 2. 1-(1H-Uamon-3-nm)-2-((2-MeTOKCHITHPUANH-4-HJT)aMIHO )-2 -(TUPUANH-3-1JT)3TaHOH TTOJTYJan
cornacHo obmelt mpornenype K u3 cmecu 3-0eH3min-5-(2-ruApoKCHITILT )-4-MeTrnTHAa301-3-ui xaopuna (0,135 T,
0,555 mmous) n TpraTHIaMuHa (0,070 M, 0,498 MMons) B atanoue (1 M), Tper-0yTii-3-popmui-1H-unnon-1-
kapOokcmnara (0,245 r, 0,999 Mmone) m pactBopa 2-MeToKcH-N-(TIMpHUANH-3-WIMETHUIECH )TUPUINH-4-aMIHa
(0,999 mmonb) B osrtanosme (1 wmur), HarpeBaemblx mpu 70°C B Teyenme 3 cyrok. OumcTKOH (iem-
XpoMmatorpaduell Ha CHIHMKareige ¢ NpUMEHeHWeM rpaauenrta stwianerara (10-100%) B remTane nosydanu
0,069 r (19%) xenaemoro coenunenns. ESI/APCI(+): 359 (M+H). ESI/APCI(-): 357 (M-H).

IIpumep 74. Tlomydenue 1-(6-prop-1H-urmon-3-11)-2-((2-METOKCUITUPUANH-4-HIT)aMHIHO )-2-PeHIIT-
3TaHOHA.
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Cramus 1. tper-Bytun-6-¢rop-3-popmun-1H-unnon-1-kapookcunar moaydaid coriacHo oOmiei mpore-
nype F u3 6-¢prop-1H-unnon-3-kapoansneruna (0,653 r, 4,003 Mmoins), mu-tper-Oytnnaukapoonara (1,048 T,
4,802 mmons) 1 DMAP (0,049 1, 0,401 mmons) B anerorutpmie (10 mir) ¢ momyuenuem 0,924 1 (88%) xemae-
MOTO COCJIMHEHHS B BH/Ie Oeoro TBeproro Bemectsa. ESI/APCI(+): 264 (M+H). 'H SIMP (DMSO-ds) & 10,06
(1H, s); 8,67 (1H, s); 8,14 (1H, t); 7,83 (1H, d); 7,28 (1H, t); 1,67 (9H, s).

Cramus 2. 1-(6-®@top-1H-unm0m1-3-11)-2-((2-METOKCUTTPUINH-4-1JT)aMUAHO )-2-PEHUIDTAHOH  TTOJTYJaIT!
coriacHo obmieit nponenype K u3 cmecu 3-6eH3mI-5-(2-THAPOKCHITHN )-4-MeTHATHA30J1-3-ui xmopuaa (0,135 r,
0,500 mmoms) u TpudTHaamuHa (0,070 My, 0,498 mmons) B atanone (1 M), TpeT-0yTHi-6-dgrop-3-hopmr-1H-
nHoI- 1 -kapookcunara (0,263 1, 0,999 mmonb) u pactBopa N-OeH3mIUIEH-2-MeTOKCHITpUInH-4-amuna (0,999
MMoOJIb) B dTanoue (1 mur), HarpeBaeMbix mpu 70°C B Tedenue 3 cytok. OuucTko Quemnr-xpoMaTorpadueit Ha CH-
JMKarelie ¢ MpUMeHeHueM rpaauenta stwianerara (0-100%) B rentane nomyganu 0,107 r (28%) 1-(6-drop-1H-
UHI0J1-3-11)-2-((2-MeTokcunupuanH-4-uin)aMuno)-2-¢penmmtanona. ESI/APCI(+): 376 (M+H). ESI/APCI(-): 374
(M-H).

Mpumep  75. Iomyuenme  1-(6-merokcu-1H-unmon-3-mm)-2-((2-MeTOKCHITUPUIUH-4-1JT)aMHHO )-2-
(heHmIITaHOHA.

Cramus 1. tpet-bytnn-3-popmmin-6-merokcu-1H-unmom-1-kapOoKCHIaT moJIydaan COTJIaCHO OOIIel Mmpo-
neaype F u3 6-metokcu-1H-urmon-3-kapbamsneruga (0,466 r, 2,660 MMoIb), OU-TpeT-OyTHIAHKapOOHATA
(0,697 r, 3,134 mmons) 1 DMAP (0,032 1, 0,266 Mmoinb) B anerorutpuie (4 mi) ¢ momyderaueM 0,648 t (88%)
JKEJTAaeMOT0 COSAMHEHHS B BUI€ OEIIOr0 TBEPAOTO BEIIECTBA.

Cramus 2. 1-(6-Metokcu-1H-unm0m1-3-1m1)-2-((2-MeTOKCUTTHPUINH-4-1T)aMUHO )-2-()SHUIATAHOH TTOJTyda-
mu cormacHo obmei mporeaype K u3 cmecn 3-0eH3MIT-5-(2-TUAPOKCHUAITII)-4-METHITHA30JI-3-0i  XJIOpUIa
(0,135 1, 0,500 Mmmoub) 1 TpudTHIamuHa (0,070 M1, 0,498 MMons) B ataHone (1 M), TpeT-OyTHIiI-3-hopMuI-6-
merokcu-1H-unnon-1-kap6okcunara (0,275 r, 0,999 mmons) u pactBopa N-OeH3MIHICH-2-METOKCUITUPUIHH-4 -
amuaa (0,999 mmonp) B sraHone (1 mur), HarpeBaembix mpu 70°C B TeueHue 2 cyTok. OUYHCTKOU (rer-
xpoMmartorpadueil Ha CHIIMKareie ¢ NpuMeHeHneM rpaauenTa stuianerata (0-100%) B renrane ¢ mocieayomum
ocaxkJIeHueM n3 nuaTmioBoro 3¢upa noxyyanu 0,070 r (18%) sxenaeMoro coeHEHHs B BHJIE TBEPIOTO Bellle-
ctBa. ESI/APCI(+): 388 (M+H). ESI/APCI(-): 386 (M-H).

[Ipumep 76. [Momyuenue 1-(6-metokcn-1H-unnon-3-mm)-2-((3-meTokcudern)aMuHo )-2 -G eHIII TAaHOHA.

1-(6-Metoxkcu-1H-unmon-3-mn)-2-((3-MeTokcupeHrIT )aMruHO )-2-(pSeHUIITAHOH TOTYYalld COTJIACHO 00MIei
npoueaype K u3 cmecu 3-6eH3m-5-(2-ruapokcud T )-4-meTrntruazon-3-ui xiaopuaa (0,135 r, 0,500 mmons) u
tpuaTunamuda (0,070 mm, 0,498 mmomns) B atanose (1 wmi), Tper-OyTmi-3-popmun-6-meroxcu-1H-unmon-1-
kapookcmiata (0,275 r, 0,999 mmoib) u pactBopa N-OeH3mmaeH-3-MeTokcnanmwinaa (0,999 Mmmois) B aTaHoIe
(1 m), HarpeBaeMbix mpu 70°C B Teuenue 3 cyTok. OUUCTKOM Quren-xpoMaTorpadueit Ha CUIMKaresie ¢ mpuMe-
HeHueM TpanueHTa stwianerara (0-100%) B renrtane ¢ MOCIEAYIOUIMM OCaKACHHEM M3 AUATWIIOBOTO d(Hpa
nomygasn 0,053 r (13%) sxemaemoro coemuHeHust B Buzae TBepporo BemiectBa. ESI/APCI(+): 387 (M+H).
ESI/APCI(-): 385 (M-H).

Mpumep 77. Ionyuenne 1-(5-merokcu-1H-unmon-3-ni)-2-((2-MeTOKCUITUPUANH-4-HIT)aMUHO)-2 - eHUII-
9TaHOHA.

Cramus 1. tpet-bytnn-3-popmmi-5-merokcu-1H-unmomn-1-kapOoKcHIaT moJrydain COTJIacCHO OOIIel Mmpo-
nenype F u3 S5-merokcm-1H-urmon-3-kap6amsneruga (0,701 r, 4,001 mMMmoins), OU-TpeT-OyTHIAMKapOOHATa
(1,048 1, 4,712 mmoms) 1 DMAP (0,049 1, 0,4007 mmois) B anetonutpmiie (10 M) ¢ momydennem 0,934 r
(85%) xemaemoro coenuHeHus B Buae Oeoro TBepaoro BemectBa. ESI/APCI(+): 276 (M+H).

Cramus 2. 1-(5-Metoxcu-1H-unm0m1-3-1m1)-2-((2-MeTOKCUTTHPUINH-4-1T)aMUHO )-2-()SHUIATAHOH TTOJTyda-
U cormacHo obmei mporeaype K u3 cmecn 3-0eH3MIT-5-(2-THAPOKCUAITII)-4-METHITHA30JI-3-0i  XJIOpUIa
(0,135 1, 0,500 mmoib) 1 TpuaTHIamuHa (0,070 M1, 0,498 MMons) B aTaHone (1 M), TpeT-OyTHiI-3-hopmMui-5-
merokcu-1H-unnon-1-kap6okcunara (0,275 r, 0,999 mmoins) u pactBopa N-OeH3MIHICH-2-METOKCUITUPUINH-4 -
amuaa (0,999 mmonp) B sraHone (1 mur), HarpeBaembix mpu 70°C B TeueHume 2 cyTok. OdYMCTKOU (rer-
xpoMmartorpadueil Ha CHIIMKareie ¢ npuMeHeHneM TpaauenTa stuianerata (0-100%) B renrane ¢ mocieayomum
OCaXJIEeHUEM M3 IMaTHIIoBOro 3¢upa noryyanu 0,085 r (21%) sxenaeMoro coeMHEHHS B BHJIE TBEPIOTO Bellle-
ctBa. ESI/APCI(+): 388 (M+H). ESI/APCI(-): 386 (M-H).

IMpumep 78. Tlomydenwe Metun 3-(2-((2-MeTOKCUMUPUIUH-4-1IT)aMUHO)-2-hennnanernn)- | H-uamon-6-
KapOOKcHIIaTa.

Cramus 1. 1-tper-byTtmn-6-metmn-3-popmuin-1H-uan0mn-1,6-mukapbokcuiar moaydaid corjlacHO oOmei
npoueaype F w3 wmermn-3-¢popmun-1H-unanon-6-kapo6okcunara (0,813 1, 4,001 mMmomnb), IU-TpeT-OyTHII-
nmukap6onata (1,048 r, 4,712 mmoins) 1 DMAP (0,049 1, 0,4007 Mmosb) B atieTronuTpriie (10 M) ¢ momydeHneM
1,139 r (94%) xemaemMoro CoeIMHCHHS B BUJIC OCIOT0 TBEPIOTO BEUICCTBA.

Cramust 2. Metuin-3-(2-((2-MeToKcUTUpUANH-4-1IT)aMIHO)-2-penunaneTuin)- | H-nanon-6-kapookcuar
MOJYYaliu coryiacHo obmieit mponenype K u3 cmecu 3-0eH3mI-5-(2-THAPOKCUITII )-4-METHITHA30I-3-UH XJIOPH-
na (0,135 r, 0,500 mmons) u TpudTHiiamuHa (0,070 mit, 0,498 Mmous) B aTanone (1 mi), 1-Tper-OyTHi-6-MeTnII-
3-bopmuin-1H-unn0m-1,6-mukapbokcmwnara (0,303 r, 0,999 mmons) um pactBopa N-OeH3MIHICH-2-METOKCH-
nupuauH-4-amuna (0,999 Mmorne) B otanone (1 mun), HarpeBaembix npu 70°C B Teuenue 2 cyTok. OumcTKOM
(em-xpomarorpadueil Ha crHMKarene ¢ IpuMeHeHneM rpaaueHTa stwianerara (0-100%) B renrane ¢ mocie-
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JYIOIINM OCaXKACHUEM M3 TUATIIIOBOTO ddupa moryuanu 0,055 r (13%) sxemaeMoro coeqMHEHUS B BUJIE TBEPIO-
ro BeniectBa. ESI/APCI(+): 416 (M+H). ESI/APCI(-): 414 (M-H).

IIpumep 79. Ionyaenne 2-(6,8-muruapo-SH-ummunazo[2,1-c][ 1,4]okcazun-2-un)-1-(1 H-urmon-3-nm)-2-((3-
METOKCU(EHWIT)aMHUHO ) TaHOHA.

Cramus 1. N-((6,8-Iuruapo-SH-umunazo[2, 1-c]okcaznH-2-U1)METHIICH)-3-METOKCHAHINH TOTyYald KO-
JUYECTBEHHO coTflacHO obmiew mponeaype 1 u3 6,8-gurnapo-SH-umunazo[2,1-c][ 1,4]okca3un-2-kapOanbaeruia
(0,125 1, 0,999 mmoip) 1 3-metokcuanmarHa (0,115 M, 1,023 MMoub).

Cramus 2. 2-(6,8-Turunpo-SH-umunaszo[2,1-c][1,4]okcazun-2-mn)-1-(1H-uagon-3-mm)-2-((3-metokcude-
HUJT)aMHHO)3TaHOH MONy4Yalld corjacHo oOmeil mponenype K w3 cmecu 3-0eH3MI-5-(2-THAPOKCUITHI )-4-
MeTraTHa3o-3-uit xiaopuna (0,140 r, 0,519 mmons) u tpmdTHIamuaa (0,100 mi, 0,717 mMois) B 3Tanone (1
M), TpeT-0yTiin-3-¢popmmi-1H-unnon-1-kapbokcunara (0,245 r, 0,999 mmoins) u pacrtBopa N-((6,8-muruapo-
5H-nmunaso[2,1-c]okcaszun-2-un)MermieH)-3-merokcuanmnmna (0,999 mMons) B atanosne (1 mir), HarpeBaeMbIX
npu 65°C B Teuenne 3 cytok u npu 80°C B Teyenue 3 cyrok. OuncTkoii dienr-xpomarorpadueii Ha CHUIMKaresie
¢ IpUMEHEeHUeM TpaauenTa stuinanerata (50-100%) B renrane ¢ MOCIEIYIOMNM OCaXKACHHEM U3 TUXJIOpMETaHa
u nuaTIIoBoro 3¢upa momydamd 0,036 T (9%) xemaeMoro coemMHEHHS B BHAE OENIOTO TBEPIOTO BEIECTBA.
ESI/APCI(+): 403 (M+H). ESI/APCI(-): 401 (M-H).

IIpumep 80. Tlomyuyenume 2-(5-propummnaso[l,2-a]jmupunun-2-wn)-1-(1H-uagon-3-mr)-2-((2-meTokcu-
MUPHUIAH-4-WT)aMAHO )9TaHOHA.

Cramust 1. PactBop N-((5-bropmmmmaszo[l,2-a]mupuauH-2-mI)METHIICH )-2-METOKCHITUPUANH-4-aMUHA B
JTaHOJIE TONyYalld TyTeM HarpeBaHus pacTBopa S-¢ropumumaso[l,2-aJmupuann-2-kapbamsaeruga (0,100 T,
0,609 Mmmoib) 1 6-MeTokcumupuMuanH-4-amuHa (0,076 T, 0,609 Mmonb) B 3TaHoe (1 M) mpu 65°C B TeucHHE
18 4. OOpa3oBaHne UMHHA OBIJIO KOJMYECTBEHHBIM W PAacTBOP HMCIOJIB30BaM 0€3 NOMOJIHUTEIBHOW OYMCTKH.
ESI/APCI(+): 271 (M+H).

Cragus 2. 2-(5-®ropumunasol 1,2-aJmupuaun-2-un)- 1-(1 H-uamon-3-wm)-2-((2-Me TOKCUITA U TITH-4 -
WJI)aMHHO)9TaHOH TMOJy4alu cornacHo oOmeid npoueaype L w3 cmecn 3-OeH3mi-5-(2-rHIpoKCHITHI)-4-
MeTmiTraszon-3-uii xaopuaa (0,080 r, 0,297 mmons) u TpuwdTIwiamuna (0,065 mi, 0,466 MmMonb) B dTanone (1
Mi), Tper-OyTmi-3-popmun-1H-unnon-1-kapbokcnnara (0,215 1, 0,611 wmmoms) m  pactBopa N-((5-
dbropumuaaszo| 1,2-a]nupuauH-2-mi)MEeTHIIEH )-2-MeTokcunupunnH-4-amuaa (0,609 mMMonp) B stanone (1 m),
HarpeBaeMbIX Tpu 65°C B TeueHne 4 cyTok. OcTaTok ounmany ¢uem-xpomMarorpadueii Ha CUIMKarese ¢ Ipu-
MeHeHreM TpaanenTa stinarerata (30-100%) B renrane u 3atem MetaHoma (25%) B IuXJIopMeTaHe B Ka4ecTBE
amroeHTa. JlomomHUTensHOM ouncTKOM npenapatuBHoi BOXXX (romonka XBridge; cioco6 3) momydanu 0,063 T
(25%) xemaemoro coenuHeHHs B Bue Oenoro TBepaoro semectsa. ESI/APCI(+): 416 (M+H). ESI/APCI(-): 414
(M-H).

Mpumep 81. Tomyuenue 1-(1H-urmon-3-ni)-2-((2-MeTOKCHUTUPUANH-4-HIT1)aMUHO)-2-(THa30J1-4-11)3Ta-
HOHa.

Cranus 1. Cmech THazon-4-kapbansaernzaa (0,115 1, 1,016 Mmoins) u 4-amuHo-2-MeTokcumupuauna (0,126
r, 1,016 Mmous) B aTanose (1 mir) nepemernmBany npu 65°C B Teuenue 16 4. PacTBopurens BhImapuBav U oc-
TaTOK CYIIWJIM TIOJl CHIDKCHHBIM JABJICHHEM C IOJYYCHHEM B KOJIMYECTBEHHOM OTHOIIEHHH 2-METOKCH-N-
(THazon-4-WIMeTUIICH ) TUPUAHH-4-aMHa, KOTOPHIM WCTOIL30BaM 0e3 nomoiHuTeabHOW o4dncTku. ESI/APCI
(+): 220 (M+H).

Cramus 2. 1-(1H-Uumon-3-wm)-2-((2-MeTOKCUTTUPHUTNH-4-1IT)aMUHO )-2~(THa30J1-4-MT)9TaHOH  TTOJTydaliid
coriacHo obmieit nponenype K u3 cmecu 3-6eH3mI-5-(2-rHApOKCHITHN )-4-MeTUATHA30J1-3-ui xmopuaa (0,140 r,
0,519 mmouts) n TprdTHIaMuHa (0,100 M, 0,717 MMois) B atanoue (1 M), Tper-0yTii-3-popmui-1H-unnon-1-
kapOokcunara (0,249 r, 1,017 mmonb) u pactBopa 2-meTOKCH-N-(THA30J7-4-NIMETHIIEH )TUpUANH-4-aMUHa
(1,016 mmoms) B a3tamone (1 wur), HarpeBaembix mpu 65°C B TedeHume 6 cyTok. OuwmcTkoW iem-
xXpoMartorpauel Ha CHIIMKareie ¢ NpuMeHeHneM rpaauenTa stuianerata (0-100%) B renrane ¢ nmociaeayomum
OCa)XIECHUEM U3 AUATUIIOBOTO 3¢upa nosydanu 0,044 r (12%) xexaeMoro coeTMHEHHS B BUIE OEIOr0 TBEPAOTO
BemectBa. ESI/APCI(+): 365 (M+H). ESI/APCI(-): 363 (M-H).

IIpumep 82. [Momyuenune 1-(1H-urmon-3-11)-2-((3-MeTOKCHEHIT)aMIHO )-2-(Ttpazonol[ 1,5-a|mupuaus-2-
WIJT)9TaHOHA.

Cramus 1. K pactBopy nupasono[ 1,5-aJmupunun-2-kapoonoBoit kuciotsl (0,202 1, 1,246 MMomb) B 1U-
xyiopmetane (2 mur) nobasmsumm HATU (0,472 1, 1,241 mmomns) u DIPEA (0,450 mu, 2,577 mmons). [Tocite miepe-
MEIIMBaHMUA B TEUCHHE 5 MUH NPU KOMHATHOH TemmnepaType no6aBimsumi N,O-TUMEeTHITHAPOKCHIAMUH THAPO-
xyopun (0,128 T, 1,312 MMOJTB) ¥ pEaKIIMOHHYIO CMECh TIEPEMETTUBAIIH NPU KOMHATHOHN TeMIIepaType BCIO HOYb.
PeakimoHHyI0 cMech pa30aBIsuIn TUXJIOPMETAHOM U ITPOMBIBaJK BoJo. Da3bl paznensm. Opranndeckyio gasy
NPOMBIBIN |H. pacTBOPOM XJIOPBOJOPOAHON KHUCIOTHI, 1H. pacTBOpoM OMKapOOHaTa HaTpUs M COJIEBBIM pac-
TBOPOM, CYLIWJIM HaJ Cylb(aToM Maraus, QUIbTPOBAIM M KOHIECHTPUPOBAIN I0J] CHMIKCHHBIM JIABJICHHEM C
noirydyenneM N-metokcu-N-metmnupaszono| 1,5-anmupunus-2-kapookcaMuia, KOTOPBIA MCIONB30BaIM HA Clle-
nytomeit cragun 6e3 pononuuTenbHoi ounctku. ESI/APCI (+): 206 (M+H).

Cranmus 2. K pactBopy N-merokcu-N-mermnupa3zonol 1,5-a]mupuann-2-kapbokcamuna (1,246 MMomb) B
cyxom THF (3 M), oxnaxaenaom mpu -15°C (areToH/X0m0MHbIH), 100aBsuin amomoruapua autus (0,048 T,
1,257 MMOJTB) 1 pacTBOp NepeMenuBad B TeueHue 3 4. JloGarisuii 1H. pacTBOp CETHETOBOM COJM M PEeaKITHOH-
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HYIO CMeCh IIepeMEIINBaIM P KOMHATHOW Temneparype B TedeHue 10 mun. ®aspl paznensun. Bonnyto dazy
9KcTparupoBasu 3pupom. Opranndeckue Gpaspl 00bEANHSIIN, CYILIIN HaJ CylIb()aToOM MarHus, GHUIbTPOBAIN U
KOHIICHTPUPOBAIX TIOJI CHIDKCHHBIM JAaBicHHeM. OuncTKo# dureni-xpomatorpadueil Ha AUOKCUAE KPEMHUS C
nprMeHeHrneM rpaaneHTa stunareTara (0-30%) B renrane norydanu 0,088 r (48% 3a 2 craxum) mmpasono[1,5-
a|mupuauH-2-kapOanpaeruaa B Bune o6emoro teepaoro Beniectsa. ESI/APCI (+): 147 (M+H).

Cramus 3. 3-Metokcu-N-(rtupasodno[ 1,5-a]mupuanH-2-niMeTHIICH )aHIIUH TTOJTyJall KOJTHYECTBEHHO CO-
rmacHo obmei mponenype | w3 mumpasono[1,5-aJmupunnn-2-kapoamsaeruga (0,087 1, 0,595 Mmonp) u 3-
MeTtokcuarmmHa (0,070 mi, 0,623 MMOJIB).

Cragus 4. 1-(1H-Unpon-3-un)-2-((3-merokcudenmn)aMuHo)-2-(upa3omno[ 1,5-a]mupuauH-2-1ui)3TaHoH
MOJYYalii coryiacHo obmei mporenype K u3 cmecu 3-0eH3mI-5-(2-THAPOKCUITII )-4-METHITHA30I-3-UH XJIOPH-
na (0,082 r, 0,304 mmons) u TpmwyTHIamMuHa (0,060 mu, 0,430 mmons) B stanone (0,7 mi), Tper-OyTmi-3-
¢opmmi-1H-nunon-1-kapbokcunara (0,151 1, 0,616 mmoms) um pactBopa 3-merokcu-N-(mmpaszonol[l,5-
a]mupuauH-2-unmerwieH)annirHa (0,623 mmons) B atanoue (0,7 i), HarpeBaeMbIx pu 65°C Bcto HOYb. Oun-
CTKO# (hiemr-xpomarorpadueli Ha cUIMKareie ¢ MpUMEHEeHHeM TpaauenTa stwianerara (10-60%) B renrane c
TTOCIIEAYIONUM OCAKACHHEM H3 auxyopMmerana nmomydanu 0,055 r (23%) skemaeMoro coeIMHEHUS B BUJE JKEITO-
ro tBepaoro coenuHenus. ESI/APCI(+): 397 (M+H). ESI/APCI(-): 395 (M-H).

IIpumep 83. IMomyuenue 1-(7-xmop-1H-unam01-3-101)-2-((3-MeTOKCH(EHNIT)aMUHO )-2-(peHIIIITAHOHA.

Cramus 1. tper-bytmi-7-xmop-3-popmumi-1H-uan0m-1-kapOokcunaT moxydad cOrjiacHo oOIIel mporie-
nype F u3 7-xnop-1H-unnon-3-kap6anpneruna (0,718 r, 3,998 mmons), nu-tper-OyTmiaukapoonara (1,048 r,
4,712 mmons) 1 DMAP (0,049 1, 0,401 mmons) B anerorutpmie (10 mir) ¢ momyuenuem 0,687 T (61%) xemae-
MOT'O COCIMHEHHMS B BUIE€ OEJIOT0 TBEPIOTO BELIECTBA.

Cranmus 2. 1-(7-Xnop-1H-nanon-3-nm)-2-((3-meTokcnpeHn)aMuHO )-2-(OSHUIITAHOH TOTy4Yalld COTJIACHO
obmreit pouenype K u3 cmecu 3-0eH3mi-5-(2-rHapoKcHITIIN)-4-MeTrnTHa3on-3-uid ximopuna (0,135 r, 0,500
MMoub) 1 TpudTHiiamuHa (0,070 M, 0,498 mmons) B atanone (1 M), Tpet-OyTui-7-xsop-3-¢popmmi-1H-unmon-
1-xap6okcunara (0,280 r, 1,001 mmons) u pactBopa N-6eH3ununen-3-merokcnanmimHa (0,999 Mmmois) B 3TaHO-
ne (1 mm), HarpeBaembIx mpu 70°C B Tedenue 2 cyTok. O4uucTKo# (iem-xpomartorpadueii Ha CHIMKaresne ¢
nprMeHeHneM rpaaueHTa stuianerata (0-100%) B renTane ¢ MOCIEIYIONIMM OCaXICHHEM M3 alleTOHUTPHIIA
nonyganu 0,058 r (14%) xemaemoro coemuHeHus B Buae TBepaoro BemiectBa. ESI/APCI(+): 391 (M+H).
ESI/APCI(-): 389 (M-H).

IIpumep 84. Tlomyuenme w™etun  3-(2-((3-meTokcudenwmn)amuHo)-2-henmnanern)- 1 H-uanon-6-
KapOOKcHIIaTa.

Mertuin-3-(2-((3-meTokcudenmn)aMuHo)-2 -penmnaneti)- | H-unmon-6-kapOokcunaT Moixydaid COTJIACHO
obmreit mpouenype K u3 cmecu 3-0eH3mi-5-(2-ruapokcuITiin)-4-mMetrntrazon-3-uid xmopuna (0,135 r, 0,500
mMounb) U TpudTwiiamuna (0,070 mot, 0,498 mmous) B atanone (1 mu), 1-tper-Oytmn-6-meruin-3-¢popmmi-1H-
unpon-1,6-nukapookcunara (0,303 1, 0,999 mmonp) u pactBopa N-OeH3mmuaeH-3-merokcuanmwinHa (0,999
MMoub) B dTaHoie (1 mi), HarpeBaembix npu 70°C B Teuenne 2 cyTok. OumcTio# Quem-xpomaTorpaduei Ha
CHJIMKarejie ¢ MpuMeHeHneM rpaauenTa stmianerata (0-100%) B renrtane ¢ MOCIEIYIONNM OCKACHUEM U3 JIH-
stmoBoro 3¢upa nmomydamu 0,038 T (9%) sxemaemoro coemuHeHus B Buae TBeproro BemiectBa. ESI/APCI(+):
415 (M+H). ESI/APCI(-): 413 (M-H).

IIpumep 85. IMomyuenue 1-(5-xmop-1H-unm01-3-1m01)-2-((3-MeToKCcHpEeHNIT)aMHUHO )-2-(PeHIIIITAHOHA.

Cramus 1. tper-bytmi-5-xmop-3-popmui-1H-nan0m-1-kapOokcunaT moxydaid cCOriacHo oOIIel mporie-
nype F u3 5-xnop-1H-unnon-3-kap6anpneruna (0,718 r, 3,998 mmons), nu-tper-OyTmiaukapoonara (1,048 r,
4,712 mmons) 1 DMAP (0,049 r, 0,401 mmouns) B anieronutpuie (10 min) ¢ momyuenuem 1,001 r (89%) xenae-
MOT'O COCIMHEHHMS B BUIE€ OEJIOT0 TBEPIOTO BENIECTBA.

Cranmus 2. 1-(5-Xnop-1H-nunon-3-nm)-2-((3-meTokcnpeHn)aMuHoO)-2-(OSHUIITAHOH TOTy4Yalld COTJIACHO
obmreit mpouenype K u3 cmecu 3-0eH3mi-5-(2-ruapokcuITii)-4-Metrntrazon-3-uid xmopuna (0,135 r, 0,500
MMoub) 1 TpuaTHiamuHa (0,070 M, 0,498 mmons) B atanone (1 M), Tpet-OyTui-5-xsop-3-¢popmmi-1H-unmon-
1-xap6okcunara (0,280 r, 1,001 mmons) u pactBopa N-6eH3ununen-3-merokcnanmimHa (0,999 Mmmoins) B 3TaHO-
ne (1 mm), HarpeBaembIx mpu 70°C B Teuenue 2 cyTok. OUuucTKo# (iemr-xpomarorpadueii Ha CHUIMKaresne ¢
npuMeHeHneM TpanuenTta dTmianerata (0-100%) B remraHe ¢ MOCIEAYIOUINM OCAKICHHEM W3 IMATHIIOBOTO
a¢upa momryganu 0,011 r (3%) xemaemoro coenuHenus B Buae Teepporo Bemectsa. ESI/APCI(+): 391 (M+H).
ESI/APCI(-): 389 (M-H).

[Tpumep 86. ITonyuenne 2-((2,6-muMeTOKCUMTUPUMU TUH-4-111)aMiHO )- 1 -(1 H-unmo-3-mm)-2-
(heHnmITAaHOHA.

Cranus 1. PactBop N-OeH3mnneH-2,6-1MMETOKCHIUPUMUINH-4-aMHHa B METaHOJIE TIOJTydalli IyTeM Ha-
rpeBaHus pactBopa Oenzambaeruaa (0,100 mut, 0,987 mmons) u 2,6-qumerokcunmupuMuaui-4-amuna (0,136 T,
0,877 mmons) B MeTanoute (1 mu) npu 70°C B Teuenue 18 4. OO6pa3zoBaHre UMHHA OBLTO KOJTHMYCCTBEHHBIM H pac-
TBOP UCIIONIB30BaNIM 0¢3 AonoiaHuTenbHoi ounctku. ESI/APCI(+): 244 (M+H).

Cramust 2. K pactBopy 3-0eH3ui-5-(2-runpoxcuatnin)-4-metmwntuazon-3-uid xmopuna (0,132 r, 0,489
MMoutb) B 9Tanode (1 mir) mobasisum TpuaTHiamud (0,100 mit, 0,717 MMons) 1 cMech nepementuBany pu 70°C
B TedeHHe 5 MuH. K MONydeHHOMY >KEITOMY PacTBOPY A0OABISLTH pacTBOp N-OCH3WIHIEH-2,6-TUMETOKCH-
nupumuanH-4-amuHa (0,877 MMonp) B MetaHone (1 mur) m TpeT-OyTHi-3-dopmui- 1 H-urmon-1-kapookcunat
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(0,208 T, 0,848 Mmonb). PeakimonHyto cMech IepeMeInBaIN B repMETH3UPOBaHHON mTpobdupke npu 70°C B Te-
yenue 24 4. PeakunoHHyI0 cMech KOHLEHTpHpoBaiu. OcTaTok ouniany ¢uen-xpomarorpadueii Ha cuimkare-
Je ¢ mpuMeHeHueM rpaauenta stunanerata (30-100%) B rentane. J[ONOTHATEIEHOW OYUCTKON MpeTIapaTUBHON
BOXX (xomonka XBridge; crioco6 2) momywanu 0,005 1 (2%) emaemMoro CoeHEHNs B BUIE OEIOr0 TBEPIOTO
BemectBa. ESI/APCI(+): 389 (M+H); 411 (M+Na). ESI/APCI(-): 387 (M-H).

Ipumep 87. Tlomyuenme 1-(1H-urmon-3-nm)-2-((3-meTokcudeHm)aMuHo)-2-(8-metmmmugasof1,2-
a|nupuIMH-2-11)3TaHOHA.

Cramus 1. PactBop 3-meroxcu-N-((8-meTmmmunaszol 1,2-a|nupuanH-2-1i)METHIICH )aHUJIMHA B JTaHOJIE
MOJy4JaJld IyTeM HarpeBaHHs pacTBopa §-meTwimmunaso[l,2-ajnupuaun-2-kapbamsaernaa (0,162 r, 1,011
MMoJib) U 3-MetokcuanmwimnHa (0,115 mut, 1,023 mmons) B sTanomne (0,5 min) npu 65°C B Teuenue 24 4. O6paszo-
BaHME MMHHA OBUIO KOJIMYECTBEHHBIM M PAcTBOP HCHOJIB30BaIM Oe3 nonoiHuTenbHOH ounctku. ESI/APCI(+):
266 (M+H); 288 (M+Na); 531 (2M+H); 553 (2M+Na).

Cramgus 2. 1-(1H-Uumon-3-un)-2-((3-MeTokcuderumn)amuHo ) -2 -(8-metmmmunasol 1,2-amupuana-2-
WJI)3TaHOH TOJTy4ali corylacHo oOeit npoueaype K u3 cmecn 3-0eH3min-5-(2-rugpokcnaTiin)-4-MeTHIITHA301-3 -
nit xmopunaa (0,140 r, 0,519 mmois) u TpudTIIIamMuHa (0,100 M, 0,717 MMob) B 3Tanose (1 mi), TpeT-0yTHi-3-
dhopmmn-1H-unmon-1-kapo6okcmnara (0,270 , 1,101 mmois) 1 pactBopa 3-meTokcu-N-((8-meTmmmuaaszolf1,2-
a|mupuauH-2-wn)MeTieH )aamtuHa (1,011 mmons) B aTanone (1 M), HarpeBaembIx pu 65°C Bcto HOUb. Oun-
CTKOH (iem-xpomarorpadueil Ha cudKareiie ¢ MpuMeHeHHeM TpaaneHTa stuianerata (20-70%) B remnrtane ¢
MOCTIEIYIONINM OCKACHHUEM M3 TUATHIOBOTO 3dupa u auxiopmerana nonydamu 0,022 r (5%) sxemaemoro co-
eIMHEeHHS B BHIE OJieHO-kenToro TBepaoro coenuHeHus. ESI/APCI(+): 411 (M+H). ESI/APCI(-): 409 (M-H).

[Mpumep 88. Ilomyuenue 1-(1H-unnon-3-mm)-2-((4-MEeTOKCUMTUPUMHUH-2-HIT)aMHHO )-2-(heHHII TAHOHA.

Cragus 1. PactBop N-OeH3mmuaeH-4-METOKCUITUPUMHIINH-4-aMAHA B METAHOJIE TOJIYYalll IIyTeM Harpe-
BaHMs pactBopa Oenzampaeruga (0,100 mi, 0,987 mMmons) n 4-metokcunupumuans-2-amuna (0,163 1, 1,303
MMmoJib) B MeTanoue (1 mur) mpu 70°C B Tedenue 18 u. OOpa3zoBaHne UMUHA OBLIO KOJUYECTBCHHBIM U PacTBOP
UCTIONB30BaIH 0e3 JomonHuTenbHo# ounctku. ESI/APCI(+): 214 (M+H).

Cramus 2. 1-(1H-Uumon-3-wmm)-2-((4-MeTOKCUTTUPUMHUIAH-2 -HT)aMAHO )-2-(DSHUIITAHOH TIOTy9alld CO-
rimacHo obmedt mpouenaype L u3 cmecu 3-0eH3un-5-(2-ruapokcuaTin)-4-MeTmitrazon-3-uid xmopuaa (0,163 T,
0,604 MmMoup) u TpuaTIITamMuHa (0,100 M1, 0,717 MMoib) B aTaHode (1 M), TpeT-0yTui-3-popmui-1H-uamon-1-
kapOokcmmata (0,195 1, 0,795 mmonb) m pactBopa N-OeH3WIHIEH-4-MeTOKCUTTUpUMuanH-4-amuaa (0,987
MMoJIb) B MeTaHoJe (1 mur), HarpeBaembix mpu 70°C B Teuenue 24 4. OuncTkoil paem-xpomarorpadueii Ha cH-
JIMKarene ¢ mpuMeHeHneM rpaauenTa Meranoina (0-20%) B sTuianeraTe ¢ MOCIEIyIOUIEeH MepeKpruCTaUIN3aueH
u3 metanona nony4danu 0,020 r (7%) sxexaeMoro coemuHeHus B Buae Oemoro TBepaoro Bemiecta. ESI/APCI(+):
359 (M+H); 381 (M+Na). ESI/APCI(-): 357 (M+H).

Mpumep 89. Ilomyuenme  2-(4-dpropdenmn)-1-(1H-unmnon-3-wmm)-2-((2-MeTOKCUITUPUANH-4-1IT)aMH-
HO)3TaHOHa.

Cramust 1. N-(4-®ropOeH3unnaeH)-2-MeTOKCHTUPUINH-4-aMUH KOJIMYECTBEHHO IOJIy9Yad COTJIACHO 00-
mei npouenype H u3 4-¢propbenzansaeruna (0,106 min, 1,004 mmoins), cynsdara maraus (0,100 r, 0,831
MMOJIb) U 2-MeTokcurpuanH-4-amuna (0,124 r, 0,999 mmoins) B aTanosre (1 mm).

Cramus 2. 2-(4-Dropdenmn)-1-(1H-unmomn-3-mn)-2-((2-MeTOKCUTTUPHIAH-4-WIT)aMAHO )3TAaHOH  TTOJTYJaJT!
coriacHo obmieit nponenype K u3 cmecu 3-6eH3mI-5-(2-THAPOKCUITHN )-4-MeTUATHA30J1-3-uit xmopuaa (0,135 r,
0,500 mmoup) u TpuaTIITamMuHa (0,070 Mo, 0,498 MMoib) B aTaHode (1 M), TpeT-0yTui-3-popmun-1 H-uamon-1-
kapOokcmiata (0,245 T, 0,999 MmMous) u pactBopa N-(4-GTopOeH3MIHUICH )-2-MeTOKCUTpuanH-4-amuna (0,999
MMoub) B dTaHoie (1 mi), HarpeBaembix npu 70°C B Teuenue 3 cyTok. OumcTio# Quem-xpomaTorpaduei Ha
CUJIMKarese ¢ mpuMeHeHueM rpaauenTa stunanerata (0-100%) B rentane ¢ mocieayrouieil OUUCTKON mpenapa-
tuBHOM BOXKX (komonka XBridge; cioco6 2) momyqamu 0,068 T (17%) xemaemoro coenunaenus. ESI/APCI(+):
376 (M+H). ESI/APCI(-): 374 (M-H).

Mpumep 90. Ilomyuenme  2-(3-dpropdenmn)-1-(1H-unnon-3-wmm)-2-((2-MeTOKCUITUPUIANH-4-1IT)aMH-
HO)3TaHOHa.

Cramus 1. N-(3-OTopOeH3MIHIEH)-2-METOKCUTTNPUINH-4-aMUH KOJUYECTBEHHO IMOIYyJalld COTJIACHO 00-
meit mponeaype H u3 3-¢propbenzanmsaeruma (0,106 mu, 1,003 mmoins), cymbdara maraus (0,100 r, 0,831
MMOJIb) U 2-MeTokcurupuana-4-amuna (0,124 r, 0,999 mmoins) B aTanosre (1 mm).

Cramus 2. 2-(3-@ropdenmn)-1-(1H-unmomn-3-mn)-2-((2-MeTOKCUTTUPHUIAH-4-HIT)aMAHO )3TAaHOH  TTOJTYJaJT!
coriacHo obmieit nponenype K u3 cmecu 3-6eH3MI-5-(2-THAPOKCUITHN )-4-MeTUATHA30J1-3-uit xmopuzaa (0,135 r,
0,500 mmoutp) u TpuaTIITamMuHa (0,070 Mo, 0,498 MMoib) B aTaHode (1 M), TpeT-0yTni-3-popmui-1H-uagon-1-
kapOokcunara (0,245 r, 0,999 mmons) u pactBopa N-(3-propbensununen)-2-mMeTokcunupuani-4-amuxa (0,999
MMoub) B dTaHoie (1 mi), HarpeBaembix npu 70°C B Teuenue 3 cyTok. OumcTKO# Quem-xpomaTorpadueid Ha
CUJIMKarese ¢ mpuMeHeHueM rpaauenTa stunanerata (0-100%) B rentane ¢ mocieayrouieil OUUCTKON mpenapa-
tuBHOM BOXKX (kononka XBridge; cioco6 5) nmomyuanu 0,093 r (24%) sxenaemoro coeaunenusi. ESI/APCI(+):
376 (M+H). ESI/APCI(-): 374 (M-H).

[pumep 91. Tonyuenue 1-(5-merokcu-1H-unmon-3-un)-2-((3-meTokcudeHnT)aMIHO )-2-(HheHIIIITAHOHA.

1-(5-Mertoxkcu-1H-unmon-3-mn)-2-((3-MeTokcupeHMIT)aMuHO )-2-(PSHHIITAHOH TOTYYalld COTJIACHO 00mIei
nporeaype K u3 cmecu 3-6eH3mn-5-(2-ruapokcud T )-4-meTrntuazon-3-uid xaopuaa (0,135 r, 0,500 mmons) u
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tpudTwiamuHa (0,070 mu, 0,498 mmons) B aranone (1 mur), Tper-OyTui-3-¢popmmi-5-merokcu-1H-unmnon-1-
kapOokcunara (0,275 r, 0,999 mmons) u pactBopa N-OeH3uinaeH-3-metokcuanmwinaa (0,999 MMoinb) B aTanose
(1 mi), HarpeBaeMbix mpu 70°C B Teuenue 2 cyTok. OUUCTKOM Quren-xpoMaTorpadueit Ha CUIHKaresie ¢ mpuMe-
HeHMeM rpaaumenTta stmianerara (0-100%) B renmrame momydamu 0,085 r (22%) sxemaeMoro COEIWHEHHS.
ESI/APCI(+): 387 (M+H). ESI/APCI(-): 385 (M-H).

I[Mpumep 92. Tlonyuenne 3-(2-((2-MeTOKCUTTUPUIUH-4-MIT)aMUHO)-2-hennnaneTnn)- | H-uanon-6-kap6o-
HUTpHUIIA.

Cramus 1. Tpet-byTmn-6-nmano-3-gopmui-1 H-uam05-1-kapOoKcHIaT monydaid COTIaCHO OOIIeH IMmporie-
nype F u3 3-popmun-1H-unnon-6-kapoonurpuina (0,511 r, 3,003 Mmmois), mu-tper-Oyrunaukapoonara (0,786 T,
3,601 mmons) 1 DMAP (0,037 1, 0,303 mmounb) B atteronntpuiie (7 min) ¢ noiydenueM 0,697 r (76%) xenaemo-
IO COeTMHEHHMS B BUJIE OEJIOTO TBEP/IOTO BEIECTRA.

Cramus 2. 3-(2-((2-MeTtoxkcunupuana-4-uin)aMuHo)-2-penunanern)- 1 H-nanon-6-kapOoHUTpHI moyya-
o coryacHo obmel mpouenype K m3 cmecn 3-06eH3mi-5-(2-THApOKCHITII)-4-METHITHA30M-3-Uil XJIopuaa
(0,135 1, 0,500 mmonb) u TpudTHiaamuHa (0,070 M, 0,498 mmoine) B 3Tanone (1 mir), TpeT-OyTHI-6-IIMaHO-3-
dhopmun-1H-unmon-1-kap6okcmnara (0,270 r, 0,999 MMoinb) u pactBopa N-OeH3WITUACH-2-METOKCUTTUPHTNH-4-
amuHa (0,999 Mmonp) B staHone (1 wmur), marpeBaembix mpu 70°C B Teuenume 24 4. Oumctkoi ¢uem-
xpomarorpadueii Ha cUIHKaresie ¢ NIpuMeHeHneM rpaauenTa stmwianetara (0-100%) B renrane momywanu 0,058
r (15%) xemaemoro coeaunerus. ESI/APCI(+): 383 (M+H). ESI/APCI(-): 381 (M-H).

IIpumep 93. IMomyuenue 3-(2-((3-meTokcudenna)aMuHo)-2-pernnane T )- | H-uamgon-6-kapOboHuTpuia.

3-(2-((3-Metokcudennn)amuno )-2-permnanetin)- | H-uaaoma-6-kapOoHUTPHI TOTydadn COTJIACHO oOImIeit
nporenype K u3 cmecn 3-0eH3mi-5-(2-rupokcud T )-4-meTrnTtrazon-3-uit xmopuna (0,135 r, 0,500 mmois) u
tpudTwiiamuHa (0,070 mu, 0,498 mmonb) B artanone (1 i), Tper-OyTwi-6-nmaHo-3-dopmu-1H-unnon-1-
kapOokcunara (0,270 1, 0,999 mmons) u pactBopa N-OeH3unnaeH-3-metokcuanminHa (0,999 MMoinb) B aTaHose
(1 mu), HarpeBaembix nipu 70°C B Teuenue 24 4. OuncTko# ¢urem-xpomaTtorpadueil Ha cCHIMKarese ¢ MpuMeHe-
HUeM rpaauenra stuianerata (0-100%) B renrane momywann 0,038 r (9%) »xemaeMoro coeqMHEHHS.
ESI/APCI(+): 382 (M+H). ESI/APCI(-): 380 (M-H).

IIpumep 94. Ionyaenne 2-(6,8-muruapo-SH-umunazo[2,1-c][ 1,4]okcazun-2-un)-1-(1 H-urmon-3-nm)-2-((2-
METOKCHUITUPHINH-4-1JT)aMIHO )3TAaHOHA.

Cramus 1. Cmecw 6,8-muruapo-SH-umunaszo[2,1-c][1,4]okcasun-2-kapbansaeruaa (0,156 r, 1,025 MMoib)
u 4-amunO-2-MeTokcunmpuanaa (0,130 T, 1,047 MmMoub) B aTanone (1 mur) nepememuBany npu 65°C B TeueHue
2,5 cytok. PacTBopuTeNh BRIMAPUBAIN M OCTATOK CYIIWIIN TIOJ CHIKCHHBIM JaBJICHHEM C TOIYYEHHEM B KOJH-
yecTBeHHOM  oTHomeHun  N-((6,8-muruapo-SH-umuaazo[2,1-c]  [1,4]okcazuH-2-uin)MeTUIICH)-2-METOKCH-
NUPHUINH-4-aMUHa, KOTOPBIH UCIIOIb30BaNIN O3 TOMOIHUTEIBHONW OYHUCTKH.

Cramus 2. 2-(6,8-Huruapo-SH-ummnazo[2,1-c][1,4]okcaszun-2-mwn)-1-(1H-unnomn-3-mn)-2-((2-MeTokcu-
NUPHUINH-4-UI)aMHHO)3TaHOH —IOJydYanu coracHo oomed mpouenype K w3 cmecm  3-Oem3mi-5-(2-
THUIPOKCUATIN)-4-MeTmiTra3zon-3-uit xnopuga (0,133 r, 0,493 mmons) w tpmwdTmiamuaa (0,100 mi, 0,717
MMoub) B aTaHoue (1 mi), Tper-OyTiin-3-hopmmi-1H-unnoin-1-kapdokennara (0,252 r, 1,026 Mmmoinb) 1 pacTBo-
pa  N-((6,8-guruapo-5H-umumazo[2,1-c][1,4]okcasuH-2-uiI)METHIIEH )-2-MeTOKCHUITAPUANH-4-amuHa (1,025
MMoJIb) B ataHosie (1 mur), HarpeBaeMbix Tpu 65°C B Tedenme 7 cyTrok. OCTaToOK OUHWIIAIK (IIeni-xpoMa-
Torpadueil Ha CHIIMKareie ¢ 3JII0MPOBAHNEM CHaYalla dTHIAIEeTaToM U 3ateM MeTtanoinoM (30%) B muxiopmera-
He. JlomomHuTebHON ouncTKOM mpenapaTueHoi BOXX (komonka XBridge; coco6 2) momygamu 0,131 r (32%)
JKemaeMoro coenquHeHus B Bujae xenroro macia. ESI/APCI(+): 404 (M+H). ESI/APCI(-): 402 (M-H).

Mpumep 95. Ilomywenne 1-(1H-unnon-3-wmm)-2-((3-mertokcndenmn)amMuno)-2-(7-metnnnmugasol 1,2-
a|nupuaNH-2-11)3TaHOHA.

Cragust 1. PactBop 3-Merokcu-N-((7-metmnumunaszol1,2-a]nupuauH-2-uia)METUIICH )aHUJIMHA B 9TaHOJIEe
NOJydaJld IyTeM HarpeBaHHs pacTBopa 7-MeTwimmunaso[l,2-ajnupunun-2-kapbamsaeruaa (0,160 r, 0,999
MMoIJb) U 3-MetokcuanmwiuHa (0,113 mut, 1,009 mmons) B sTanone (0,5 mi) npu 65°C B Teuenue 24 4. O6pa3zo-
BaHME MMHHA OBLIO KOJMYECTBEHHBIM M PAacTBOP MCIOJIB30BaM Oe3 pornonHuTenbHoi ounctku. ESI/APCI (+):
266 (M+H).

Cramus 2. 1-(1H-Uumon-3-um)-2-((3-MeToxcupenmn)aMuto)-2-(7-Mmetunumuaaso| 1,2-aJnupuaua-2-
WIT)3TaHOH MOJTydaju coryiacHo oomel nporenype K u3 cmecu 3-6eH3MI-5-(2-THAPOKCUITHI )-4-METHIATHA30JI-3 -
nit xmopuna (0,140 r, 0,519 Mmmoinb) u TpmaTHaamuna (0,100 M, 0,717 MmMois) B atanone (0,7 mir), TpeT-OyTHiI-
3-popmun-1H-unnon-1-kapbokceumnara (0,270 T, 1,102 mmois) u pactBopa 3-MeTokcu-N-((7-meTmmmuaaszol 1,2-
a|mupuauH-2-wn)MeTieH aamtuHa (0,999 mmois) B atanose (1 mur), HarpeBaeMbix nipu 65°C B TeueHue 3 cy-
Tok. Ounctkoii (em-xpomarorpadueil Ha cuaMKareje ¢ IpUMEHEHHEM rpaauenTa stunanerara (30-100%) B
renTaHe ¢ MOCICAYIONNM ocaxkacHueM u3 aneroHa momydann 0,050 T (12%) xemaeMoro COeMHCHUS B BUIC
6nemHo-)xentoro TBepaoro coenunenus. ESI/APCI(+): 411 (M+H). ESI/APCI(-): 409 (M-H).

Mpumep 96. Ilomywenme 1-(1H-urpon-3-wm)-2-(1H-unnon-5-um)-2-((2-MeToKCUIIMpUANH-4-1IT)aMu-
HO)3TaHOHa.

Cragus 1. PactBop N-((1H-unmon-5-mn)MeTrneH)-2-MeTOKCHITUPHINH-4-aMHUHA B 9TAHOJIE TIOYYald IyTEM
HarpeBanus pactBopa |H-urmon-5-kapoansaeruma (0,098 r, 0,675 MMoin) u 2-metokcunpuauH-4-amuna (0,144
T, 1,160 MMoits) B aTanone (1 mi) mpu 70°C B Teuenue 65 4. OOpa3oBaHne UMHUHA ObLIO KOJMYECTBEHHBIM H pac-
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TBOP KCIIOJIB30BaH O3 pomonauTenbHOM ounctku. ESI/APCI(+): 252 (M+H). ESI/APCI(-): 250 (M-H).

Cragus 2. 1-(1H-Uugon-3-mn)-2-(1H-unmomn-5-un)-2-((2-MeTOKCUTUPUIUH-4-1I1)aMUHO )3TAaHOH MOJTy4aiu
coriacHo obmieit mporieaype L u3 cMecn 3-0eH3mi-5-(2-THapoKCHITHN)-4-MeTHITHAa301-3-1it xmopuaa (0,156 T,
0,578 mmoup) u TpuaTIITamMuHa (0,100 M1, 0,717 MMo:b) B ataHode (1 M), TpeT-0yTui-3-popmui-1H-uamon-1-
kapOokcmiata (0,214 r, 0,872 mmonb) u pactBopa N-((1H-uHm07-5-11)METHIIEH )-2-METOKCUTTUPUANH-4-aMHA
(0,675 mmous) B aTanode (1 M), HarpeBaembix nipu 70°C B Tedenune 24 4. Ounctkon duenr-xpomaTtorpadueii Ha
CUIIMKaresie ¢ mpuMeHeHneM rpaauenTa stuianerata (30-100%) B rentane ¢ mociexyronieii O4ucTKON mpenapa-
tuBHOH BOXX (xomonka XBridge; crocob 2) momyganu 0,011 1 (3%) xemaemoro coennHEeHUsI B BHAE OEIIOro
tBepaoro BemectBa. ESI/APCI(+): 397 (M+H). ESI/APCI(-): 395 (M-H).

Mpumep 97. Ilomyuenne 1-(1H-unnon-3-wmm)-2-((3-Merokcnudenmn)amMuno)-2-(6-metnnnmugasol 1,2-
a|nupuaNH-2-11)3TaHOHA.

Cragust 1. PactBop 3-Merokcu-N-((6-meTminnmMunaszol1,2-a]nupuanH-2-uia)METUIICH )aHUJIMHA B 9TaHOJIE
MOJNydJaJld IyTeM HarpeBaHHs pacTBopa 6-meTmimmunaso[l,2-ajnupunun-2-kapbamsaeruaa (0,160 r, 0,999
MMoJib) U 3-MetokcuanmwimnHa (0,113 mut, 1,009 mmons) B sTanomne (0,5 mi) npu 65°C B Teuenue 24 4. O6pa3zo-
BaHME UMHHA OBIJIO KOJIMYECTBEHHBIM U PAacTBOP MCIOIB30BaIu 0e3 momoyiHnTenbHol ounucTku. ESI/APCI (+):
266 (M+H).

Cramus 2. 1-(1H-Uumon-3-um)-2-((3-MeTokcupeHmT)aMruHo)-2-(6-MeTunumuaa3o| 1,2-aJnupuaua-2-
WIJT)3TaHOH MOJTydaju coryiacHo oomel nporenype K u3 cmecu 3-6eH3MI-5-(2-THAPOKCUITHI )-4-METHIATHA30JI-3 -
nit xmopuna (0,140 r, 0,519 Mmmoinp) u TpmTHaamuna (0,100 mi, 0,717 mmois) B atanone (0,7 mir), TpeT-OyTHiI-
3-popmun-1H-unnon-1-kapbokcumnara (0,270 T, 1,102 mmois) u pactBopa 3-mMeTokcu-N-((6-meTmmmuaaszolf 1,2-
a]mupuauH-2-un)MeTtuieH))anunuaa (0,999 MmMons) B atanosie (1 Mi1), HarpeBaeMbIX BCIO HOYb npu 65°C. Oun-
CTKOI uem-xpomaTorpadueil Ha cuimKaresie ¢ MpUMEHEeHHEM TpaauenTa stmnanetara (30-100%) B renraHe ¢
MOCJICYIONTNM OCaXIeHueM n3 anerona nonydanu 0,084 r (21%) xenaemMoro coequHEHHs B BUe OEIOro TBEp-
noro BemectBa. ESI/APCI(+): 411 (M+H). ESI/APCI(-): 409 (M-H).

Mpumep 98. TIlomyuenme 1-(5-xmop-1H-unmon-3-ni)-2-((2-MeToOKCUIMPUANH-4-1IT)aMUHO)-2-(peHuI-
STaHOHA.

1-(5-Xnop-1H-unn071-3-1m1)-2-((2-MEe TOKCUTTUPHINH-4-WIT)aMUHO )-2-(DEHUIITAHOH ~ TIOJTydadl  COTJIACHO
obmeit mponenype K n3 cmecu 3-0eH3un-5-(2-ruapokcudTiin)-4-mMetuntrazon-3-uid xiopuma (0,135 r, 0,500
MMoutb) 1 TpudTuaamuHa (0,070 mut, 0,498 MModb) B aTanone (1 M), TpeT-0yTrin-5-xmop-3-popmui-1 H-uamon-
1-kap6okcumara (0,280 r, 1,001 mmons) u pactBopa N-OeH3mIHACH-2-MeTOKcHnupuanH-4-amuna (0,999
MMoJTb) B dTaHoie (1 i), HarpeBaeMbix mpu 70°C B Tedenne 2 cytok. OuncTkoii dienr-xpomatorpadueii Ha
CUITMKAreJie ¢ MpUMEeHeHHeM rpaaueHTa stmwianetara (0-100%) B rentane ¢ MOCIEAYIONIMM OCKICHUEM U3 JIH-
stioBoro >¢upa nomydamu 0,089 r (22%) xemaemoro coemmuenus. ESI/APCI(+): 392, 394 (M+H).
ESI/APCI(-): 390, 392 (M-H).

[pumep 99. Ilomywenue 2-((2-meToxcHnUpHIUH-4-11)aMuHO)-1-(1-MeTwi-1H-uanon-3-wm)-2-penun-
9TaHOHA.

2-((2-Merokcunupuant-4-nin)amuHo)- 1 -(1-meTrin-1 H-unmgon-3-n)-2-heHusTaHoH  TOJTydaad  COTJIAaCHO
obmeit nporenype L m3 cmecu 3-0eH3MIT-5-(2-rHApPOKCHITHN )-4-MeTunTHa30d-3-uit xmopuna (0,169 , 0,628
MMoub) U TpmdTiiamuaa (0,088 M, 0,628 mMmons) B sTa”one (2 mu), 1-merwi-1H-unmon-3-kapbanbaernna
(0,200 1, 1,256 mMmoub) 1 pacTBopa N-OeH3MINACH-2-MeTOKCHTUpUAnH-4-amrHa (1,256 MMonb) B aTanone (1
MJ1), HarpeBaeMbIxX pu 70°C B Teuenne 2 cyTok. O9uCcTKON Qurern-xpomaTorpadueil Ha CHIUKareie ¢ mpuMeHe-
HHUeM rpaaueHTa stunareTara (0-100%) B rentane ¢ nociexyromnei npemaparnBHoir BOXKX (komonka XBridge;
cnioco0 5) mosryganu 0,034 1 (7%) xemaemoro coequnaenus. ES/APCI(+): 372 (M+H). ESI/APCI(-): 370 (M-H).

[pumep 100. Tomyuenume 1-(7-xmop-1H-unmon-3-ni)-2-((2-MeTOKCHUITUPUANH-4-HIT)aMHHO)-2-peHuI-
9TaHOHA.

1-(7-Xnop-1H-numnomn-3-mm)-2-((2-MeTOKCUITUPUINH-4 -1T)aMHHO )-2-(DEHHIIPTAHOH ~ TIOJIydaJld  COTJIACHO
obmreit mpouenype K u3 cmecu 3-0eH3mi-5-(2-ruapokcuITiin)-4-MeTrntra3on-3-uid ximopuna (0,135 r, 0,500
MMoub) 1 TpuaTHiamuHa (0,070 M, 0,498 mmons) B atanone (1 M), Tpet-OyTui-7-xsop-3-¢popmmi-1H-unamon-
1-kap6okcumara (0,280 1, 1,001 mmoms) m pactBopa N-OeH3MIHMICH-2-MeTOKCUTUpUauH-4-amunaa (0,212 1,
0,999 Mmmoup) B aTanodne (1 M), HarpeBaeMbIx mpu 70°C B Tedenune 2 cytok. OuucTkoit iem-xpomarorpadpueit
Ha CHJIMKareyie ¢ mpuMeHeHueM rpaaueHTa stmnanerara (0-100%) B renTane ¢ mocienyromeil O9MCTKOM mpera-
paruBHOM BOXX (komonka XBridge; cmoco6 5) momywamm 0,083 1 (21%) xemaemMoro COeIMHEHHUS.
ESI/APCI(+): 392, 394 (M+H). ESI/APCI(-): 390, 392 (M-H).

Ipumep 101. Tlomyuenue 1-(1H-wrmon-3-nm)-2-((3-meTokcudeHm)aMIHO)-2-(3-METHIN30KCa3071-5-
WJT)3TaHOHA.

Cranmus 1. 3-Metokcu-N-((3-MeTHIN30KCa3011-5-T)METHIICH )aHHJIMH TOJTy4Yalld KOJMYECTBEHHO COTJIACHO
obmrert mpoueaype I w3 3-mermmuzokcaszon-S-kapoanpaeruaa (0,111 r, 1,000 MMonb) u 3-METOKCHAHMIMHA
(0,113 mu, 1,000 mmois). ESI/APCI(+): 217 (M+H).

Cramus 2. 1-(1H-Uunox-3-mm)-2-((3-MeTokcudeHm)aMuHo )-2-(3-MeTHITN30KCa30I1-5-1I)3TaHOH IOJTy4a-
1M cornacHo obei npoueaype K u3 cmecn 3-6en3un-5-(2-ruapoxcnatui)-4-metnnruazonuit xiopuna (0,135 T,
0,500 mmoip) u TpraTHIamuHa (0,069 M, 0,497 mmons) B aTanose (0,7 mi), TpeT-0yTni-3-hpopmui- 1 H-urmosn-
1-kap6okcunara (0,294 r, 1,199 mmonb) u pactBopa 3-MeToKCH-N-((3-MEeTHIN30KCa3071-5-1IT)METHIICH )aHIITHHA
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(1,000 mmomp) B sTanonme (0,7 mm), HarpeBaecmbix npu 70°C B TeueHwe 2 cytok. OdwmcTkOW (irermi-
XpoMmartorpadueil Ha CuIIMKaresne ¢ IpuMeHeHneM rpaauenTa stuianerata (0-100%) B renTane ¢ mocienyromeit
nepexprcTam3anueil u3 stmnamnerata nomydanu 0,051 r (14%) sxemaemoro coeauHeHHs B BUIe 0€I0TO TBEp-
noro BetnectBa. ESI/APCI(+): 362 (M+H); 384 (M+Na); 745 (2M+Na). ESI/APCI(-): 360 (M-H).

IMpumep 102. TMomyuenune 1-(1H-uap00-3-101)-2-((3-MeTokcupennn)amuno)-2-(1-metun- 1 H-umunazon-4-
WIJT)9TaHOHA.

Cramus 1. 3-Mertokcu-N-((1-metnn-1H-umunazon-4-mi)MeTHIICH ) aHIITUH TIOMydYall KOJWYECTBEHHO CO-
rmacHo obmeld mpomenype 1 w3 1-metwin-1H-umunazon-4-kap6amsneruga (0,110 r, 0,999 mMMmomp) m 3-
metokcuanmnaa (0,113 i, 1,000 mmons). ESI/APCI(+): 216 (M+H).

Cramgusa 2. 1-(1H-Unpon-3-un)-2-((3-merokcudenmn)amMuno)-2-(1-metui-1 H-umunazon-4-mi)3TaHoH  10-
JTydanu corjacHo obmeil mpoueaype K w3 cmecn 3-0eH3MI-5-(2-rHApOKCHATII)-4-METHIITHA30JINI XJIOpHUIa
(0,135 1, 0,500 mmous) u TpuaTHIaMuHa (0,069 mi, 0,497 mmous) B atanone (0,7 M), TpeT-OyTHi-3-popmu-
1H-unpnon-1-kapbokcumnara (0,294 1, 1,199 mmons) m pactBopa 3-merokcu-N-((1-merun-1H-umnnazon-4-
wn)MetwieH)anununa (0,999 mmorns) B atanone (0,7 mir), HarpeBaembix npu 70°C B Teuenue 2 cytok. OcTaTok
ounmmanyu ¢iem-xpomarorpadueil Ha cuIMKarese ¢ IpuMeHeHneM rpaauenTa stmwianetara (0-100%) B renrane.
JlomoHUTENTFHOW OYHMCTKON (preni-xpomaTtorpadueld Ha CHIMKareie ¢ NMPUMEHEHHWEM TpaJueHTa METaHOJa
(0-10%) B nquxopMeTaHe C MOCIEAYIOMINM OCaXIeHHEeM n3 auxiopMeTana noiayganu 0,045 r (12%) xemaemoro
coenuHeHUs B Buae O0exeBoro nopomka. ESI/APCI(+): 361 (M+H); 383 (M+Na); 743 (2M+Na). ESI/APCI(-):
359 (M-H).

Ipumep 103. Tlomyuenme 1-(1-(2-rumpoxcuatun)-1H-uamon-3-mm)-2-((3-MeToKkCu(EeHMIT)aMIHO)-2-
(heHmmITaHOHA.

Cramus 1. 2-Xnop-1-(1-(2-runpoxcustiin)-1H-nHnomn-3-mn)-2-peHnIITaHOH MOJyqaid COrJacHO o0umeMy
cniocody M u3 2-xinop-1-(1H-ungon-3-un)-2-penmmranona (0,150 r, 0,556 mmons), 2-6pomaTtanona (0,079 mu,
1,113 mMmozb) u xap6onata kanmus (0,115 , 0,834 mmons) B8 DMF (3 mun). PeakumoHHyto cMech nepeMeInnBani
IpU KOMHATHOW TemriepaTtype Bclo HOYb. OumcTkoi diem-xpomarorpadueli Ha CHIMKareiae ¢ NPUMEHEHHEM
rpagueHTa stunanerara (5-50%) B rentane momydanu 0,020 T (11%) skemaemoro coennHeHHs B BHIE Oeoro
tBepmaoro BeriectBa. ESI/APCI(+): 314 (M+H); 336 (M+Na). ESI/APCI(-): 312 (M-H).

Cramus 2. 1-(1-(2-T'mapoxcudten)- 1 H-urmon-3-nm)-2-((3-MeTokcudeHmn)aMuHo)-2-QeHUIITAHOH  TIOJY-
gaimu coriacHo obmei mporeaype C u3 2-xjop-1-(1-(2-rugpoxcudTii)-1 H-unmomn-3-wmn)-2-GeHmmTaHoHa
(0,020 T, 0,064 mmonb), 3-metokcuanunuaa (0,014 mi, 0,127 mmois) u DIPEA (0,021 mut, 0,127 MMoub) B arte-
torutpuie (0,5 mi), obmydaeMbix B MUkpoBodHOBOW meuun mpu 200°C B teuenue 30 muH. OuncTkoit diern-
XpoMmartorpaduell Ha CHIIMKaresie ¢ MpuMEeHEHHEM rpajuenTa stunanerara (2-20%) B AnxjgopMeTaHe HoTydanu
0,006 r (25%) xenmaemoro coeanHeHus B Bune OexxeBoro TBepaoro Bemmectsa. ESI/APCI(+): 401 (M+H).

Mpumep  104.  Tlomywenme  1-(1-(2-ammHOdTHIN)-1H-MHAO0N-3-11)-2-((3-MeTOKCH]EHMIT)aMUHO)-2-
(eHmIITaHOHA u tpeT-0yTHi-(2-(3-(2-((3-meTokcudenun)amuno)-2-penunanern)- 1 H-uanon-1-
WIT)3THI)KapOamaTa.

Cranmus 1. tper-bytni-(2-(3-(2-xnop-2-pennnanernn)-1 H-ungosn-1-mwi)atrn)kapdamar noiaydann coriac-
HO o0meMy criocoby M u3 2-xinop-1-(1 H-unnon-3-mn)-2-dpenmmranona (0,150 r, 0,556 MMoinb), TpeT-OyTrin-(2-
opomoaTIi)kapbamara (0,249 r, 1,111 mmons) u kap6onata kamus (0,154 r, 1,114 mmons) B DMF (3 mun). Peak-
IIMOHHYIO CMECh NIEPEMEIINBAIN TIPH KOMHATHON TeMIIepaType BCo Houb. OUnCTKON duremm-xpomaTorpadueii Ha
CHJIMKarejie ¢ MpUMEHEHHEeM TpanuenTa stuianerara (5-50%) B renrane momyganu 0,120 t (52%) xemaemoro
coeMHEHUs B BUE po3oBoro TBepaoro Bemectsa. ESI/APCI(+): 413 (M+H); 435 (M+Na).

Cramust 2. Tper-bytmin-(2-(3-(2-((3-merokcudenmn)amMmuHo)-2-penmnanern)- 1 H-unmon-1-n)atun)kap-
Gamar nosyyanu coryacHo obmeit nponenype C u3 tper-0yTmi-(2-(3-(2-xmop-2-pennnanerun)-1 H-unnon-1-
wi)atwi)kapoamata (0,120 r, 0,291 mmons), 3-meTokcuanmauaa (0,065 M, 0,581 mmomns) u DIPEA (0,099 mur,
0,581 mMmozp) B anieronutpmiie (3 Mir), o0irydaeMbIX B MUKpOBOIHOBOH meun ripu 200°C B Tewenue 1,5 4. Oun-
cTKOI drent-xpomarorpadueil Ha CUIIMKarele ¢ MpUMEHEHHEM TpajaueHTa stwianerata (1-10%) B ntuxnopmera-
He moyyan 0,066 T (45%) xemaeMoro coeIMHEHUS B BIJIC OpamxkeBoro Teepaoro semiectsa. ESI/APCI(+): 500
(M+H), 522 (M+Na).

Cramus 3. K pactBopy Tper-0yTni-(2-(3-(2-((3-meTokcudenwn)amuno )-2-henmnanetwn)- 1 H-uagon-1-
nn)atwn)kapoamara (0,066 T, 0,132 MMonb) B muxiopMeTrane (6 M) T00ABISITH TPUPTOPYKCYCHYIO KUCIOTY (3
MJI) ¥ CMECh IIEpEMEIINBAIN P KOMHATHON TeMIlepaType B TeueHHe 2 4. PeakIMOHHYI0 cMeCh KOHIIEHTPHPO-
B&JIM T0J] CHIDKCHHBIM AaBlIeHHEM. OCTaTOK pa3feisaid MEXIy AUXJIOPMETaHOM M HACBHIMCHHBIM PAacCTBOPOM
oukapOonara Harpus. ®a3el pazaemsu. Opranudeckyro Ga3y CyIImIM Haj Cyab(aTOM MarHus U KOHIIEHTPHUPO-
BJIM T10J] CHIDKEHHBIM JaBjeHneM. HeounieHHoe BenecTBO ounInaiy (ien-xpomarorpadueil Ha CHIIMKaresne
C TIpUMEHEHHeM Tpaauenta Metanoina (1-15%) B nuxmnopmerane. J[OMOTHUTENBHOW OYUCTKOW NMpeNapaTUBHOM
TCX ¢ npumenenunem 10% meraHona B AMXJIOpMETaHe B KadecTBe airoeHTa noiydanmu 0,033 r (62%) 1-(1-(2-
amMuHOTHI)- 1 H-uHn0:1-3 -1mm)-2-((3-MeToKcudeHmT)aMiuHO ) -2 -(peHUIIITAHOHA B BU/IE OEKEBOTO TBEPJOTO Bellle-
crBa. ESI/APCI(+): 400 (M+H); 422 (M+Na).

Mpumep  105. TIlomywenme  otmn-2-(3-(2-((3-merokcndennn)amuHo)-2-pennnanerun)-1 H-unnon-1-
nin)amnerara.

Cramus 1. Otmn-2-(3-(2-xmop-2-hennnanerwn)- 1 H-uamon- 1 -um)amerat moxyvdaid corjiacHO oOmmiei mpo-
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nenype M u3 2-xinop-1-(1H-unnon-3-un)-2-penmmaranona (0,400 1, 1,483 mmons), stundpomanerara (0,329
M, 2,974 mMouts) u kapoonara kanus (0,410 r, 2,967 mmone) 8 DMF (10 mu). PeakiinoHHyI0 cMeCh epeMeTin-
BaJI IIPY KOMHATHOU TeMIiepaType B TedeHue 1 4. OUMCTKON OCa)XICHHEM C TIOCTEeYIONIeH MepeKprucTamin3a-
e n3 sranona momydamu 0,475 r (90%) xemaemMoro coeqwHEHHS B BUAE OEKEBOTO TBEPAOTO BEIIECTBA.
ESI/APCI(+): 356, 358 (M+H). ESI/APCI(-): 354, 356 (M-H).

Cramus 2. Dtmn-2-(3-(2-((3-metokcudennn)amuno )-2-penmnanetn)- | H-uagon-1-mn)anerar moxydanu
coriacHo obmei nporeaype C u3 atmin-2-(3-(2-xmop-2-pernnanerwn)- 1 H-unmon-1-um)amerara (0,250 r, 0,703
MMoJIb), 3-MetokcuanwmwirHa (0,157 mu, 1,402 mmoins) u DIPEA (0,240 mi, 1,402 mmons) B arnietoHuTpHie (3
MiI), 00ITydaeMbIX B MUKpOBOJIHOBOH reun nipu 200°C B Teuenue 1,5 4. PeakionHy0 cMech KOHIEHTPUPOBAJIH
MOJI CHIKEHHBIM NaBiieHneM. OCTaToK ounmaiy ¢uiem-xpomMarorpadueil Ha CUiIMKarene ¢ NpUMEHEHHEM rpa-
mueHTa stmianerata (2-40%) B rentane. J[OMOTHATEIEHOW OYUCTKOW (riemr-xpoMaTorpadueil Ha CHIMKarele ¢
JJIOMPOBAHNEM JMXJIOPMETAHOM C TOCIEYIOIIel 0uncTKOi mpenaparuBHoit BOXKX (kxononka XBridge; criocob
1) monygamu 0,058 r (19%) xemaemoro coenuHeHHs B Buae OexeBoro tBepaoro BemiectBa. ESI/APCI(+): 443
(M+H). ESI/APCI(-): 441 (M-H).

IIpumep 106. Tlonyuenune 2-(3-(2-((3-meToxcudenwn)amuHo)-2-hennnanetnn)- 1 H-uanomn-1-mr)ykcycHoi
KHCJIOTHI.

K pactBopy atun-2-(3-(2-((3-merokcudenun)amuno)-2-peamnanetwn)- | H-uamgon-1-um)amerara (0,040 r,
0,090 mmoi) B dTa”ome (2 M) gobarmsum 1H. pactBop ruapokcuaa Hatpus (0,108 mi, 0,108 Mmons) u peak-
IIHOHHYIO CMECh MEePEeMEIINBAIN MPH KOMHATHOU TeMIieparype B TeUeHHEe 3 4. DTaHOJ BBHIIAPUBAIX O] CHH-
JKeHHBIM HaBiieHHeM. OcTaToK pa30aBisuTd BOIOH M AKCTparupoBaiu auxiopmeranoM. @assl pasznensiu. Boa-
HYyI0 (ha3y IMOAKUCISUIN 1H. pacTBOPOM XJIOPBOJOPOIHON KUCIOTHI 10 3HaueHust pH 2-3 1 skcTparupoBaim STHil-
arieraroM. Opranudeckyro a3y CyIIM HaJl CyJib(haToM MarHus M BBINAPUBAIHU IO/ CHIPKCHHBIM JIABICHHEM C
nomyueanem 0,021 1 (55%) 2-(3-(2-((3-metokcudenmn)amuno)-2-pennnanernn)-1 H-uanomn-1-mm)ykcycHoi
KHCJIOTHI B BHJIE Oenoro tBeporo BeriectBa. ESI/APCI(+): 415 (M+H). ESI/APCI(-): 413 (M-H).

Mpumep 107. Ilomyuenne 2-(1-3tmi-1H-nupazon-5-nm)-1-(1H-nanon-3-mn)-2-((3-merokcndpennn)amu-
HO)?TaHOHA.

Cramus 1. N-((1-Otmn-1H-nupa3on-5-ni)MeThiIeH)-3-METOKCHAHIIMH TIOTydaii KOJUYECTBEHHO COTJIac-
HO obmieit nmpouenype [ u3 1-a3tmn-1H-mupazon-5-kapbansaeruaa (0,254 r, 2,046 MMoIb) U 3-METOKCHAHHIIMHA
(0,229 mu1, 2,045 mmoms). ESI/APCI(+): 230 (M+H).

Cramus 2. K pacteopy 1H-unmon-3-kap6ansaeruna (5,000 r, 34,45 mmons) 8 DMSO (35 M) goGasmsuin
runpun Hatpus (60% nucnepcust B MuHepansHOM Macine; 1,520 r, 37,89 MMonb) B cMeCh MepeMeIInBaIn MpH
KOMHaTHOU Temmeparype B TeueHne 30 muH. [lo6aBsanu stuixnopdopmuar (3,520 mi, 37,89 MMons) u peax-
IIMOHHYIO CMeCh nepeMernnBany B TeueHne 30 MuH. PeaknnoHHyI0 cMech BBUIMBAIN B cMech Jiesi-Boaa. [lomy-
YEeHHBIN 0CaZoK (MILTPOBAIM M PACTBOPSUIM B dTHianerare. OpraHudeckyro ¢asy CyMWIM Haj cyiabdaTom
MarHusi, GUIbTPOBAIM U KOHIIEHTPUPOBAIN TI0JI CHI)KEHHBIM JaBieHueM. O4ucTKON Quem-xpomaTorpaduei Ha
CHJIMKarejie C IPUMEHEHHEM rpaaueHTta sTwianerata (2-40%) B renrtane momydanu 6,79 r (91%) stun-3-
tdhopmuit-1H-uanomn-1-kapOokcunat B Buie 6exeBoro TBepaoro Bemectsa. ESI/APCI(+): 218 (M+H).

Cramus 3. 2-(1-Ortun-1H-mmupazon-5-un)-1-(1H-uamon-3-nm)-2-((3-MeTOKCUPEHIIT)aMHUHO)ITAaHOH  TIOTY-
Jam corflacHo oomielt mporeaype L u3 cmecu 3-0eH3mIT-5-(2-ruapokcud T )-4-MetunTrazonuit xmopuaa (0,124
r, 0,460 MMmoins) u TpudTHIIamMuHa (0,064 M, 0,462 MMob) B dTaHose (2 M), 3THa-3-hopmui- 1 H-unmon-1-
kapookcmiaTa (0,200 r, 0,921 mmons) u pactBopa N-((1-3Twri1-1H-upaszon-5-mn)MeTnineH)-3-MeTOKCHaHITHHA
(0,921 mmoms) B aTanoste (1 M), HarpeBaeMbIxX Bcto HOUB ipu 70°C. Octatok ounmmanm ienr-xpomarorpadueit
Ha CHJIMKaresie ¢ MpUMEHEHHEM TpajueHTa sTuianerata (5-50%) B TuxyiopMeTaHe ¢ MOCIEAYIOIM OCaXICHH-
€M U3 AUXJIOpMETaHa U AUATIIoBoro adupa nomyqanu 0,008 r (2%) xemaeMoro coeaAnHeHUs B Buae OSKEBOTO
tBepaoro BemectBa. ESI/APCI(+): 375 (M+H). ESI/APCI(-): 373 (M-H).

IMpumep 108. Tlomyuenue 1-(1H-unmoin-3-ni)-2-((2-MeTOKCHITUPUIANH-4-HIT)aMHHO)-2-(5-METHIIN30KCa-
30J1-3-MJ1)3TaHOHA.

Cranus 1. 2-Metoken-N-((5-MeTHIn30Kca3051-3-mI)MeTHICH ) TUPHANH-4-aMIH KOJIHMYECTBEHHO ITOJTyYallH
coriacHo obmel npouenype H u3 S-mernnmzoxcazon-3-kapoanpaeruna (0,111 r, 0,999 mmomns), cynbdara mar-
aus (0,100 1, 0,831 MMoib) U 2-meTokcurmupuana-4-amuna (0,124 r, 0,999 Mmmo:p) B aTanomne (1 mi).

Cramus 2. 1-(1H-Wamon-3-nm)-2-((2-MeTOKCUIUPUINH-4-HIT)aMHHO )-2-(5-Me THIIN30KCa3071-3-1I1)3TAHOH
TOJTy4Jajl coryiacHo obmieit mporeaype K n3 cmecn 3-0eH3MI-5-(2-THAPOKCUITHI )-4-METHATHA30I-3-Uil XJIOPH-
na (0,135 r, 0,500 mmoup) u TpuaTHiIamuaa (0,070 M, 0,498 MMoib) B aTanone (1 M), TpeT-0yTHi-3-hopMui-
1H-unnon-1-kapbokcunara (0,245 1, 0,999 wmmomp) um pactBopa 2-MeToKcH-N-((5-MeTHIHM30KCca3051-3-
w)MeTwIeH)upuant-4-amuna (0,999 mmons) B stanHone (1 mi), HarpeBaembix npu 70°C B TeueHne 2 CyTOK.
Ocratok ounmany ¢uen-xpomarorpadueil Ha cUIMKaresie ¢ NpuMeHeHneM rpaauenTa stuinanerara (0-100%) B
renrane. JlomomHUTENpHOM ourcTKo# mpemaparuBHoit BOXKX (komonka XBridge; cnocob 5) ¢ mocienyromiei
ourcTtkoil mpenapatuBHod TCX ¢ nmpumeHneHuem 65% sTunanerata B renTaHe B KauyeCTBE DJIIOCHTA MOIyYald
0,021 r (6%) xenaemoro coexunenus. ESI/APCI(+): 363 (M+H). ESI/APCI(-): 361 (M-H).

Mpumep 109. Ilomyuenune 2-(5-¢propmmmpaasoll,2-ajmmpuann-2-nn)-1-(1H-nanon-3-mm)-2-((3-meTokcn-
(heHnIT)aMHHO )ITaHOHA.

Cramust 1. PactBop S-dpropummnaso[l,2-a]nupunua-2-kapoansaeruga (0,151 r, 0,920 mmoms) u 3-
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metokcuanmnraa (0,105 v, 0,934 mmons) B 3Tanone (1 M) nmepemenuBanu Bcro Houb Tpu 60°C. Peaknnon-
HYIO CMECh BBIIIAPHBAJIN ¥ CYIIIJIH 1T0]] CHUKEHHBIM JIaBJICHUEM C TIOJIydYEHHEM B KOJIMYECTBEHHOM OTHOLICHUH
N-((5-bTopumunazo[ 1,2-a]nupuarH-2-Hi1)METHIICH )-3-ME TOKCHUAHUIIMHA, KOTOPBIH HCITOJIB30BAII O€3 JTOMOJTHHU-
tenapHOU ouncTku. ESI/APCI (+): 270 (M+H).

Cramus 2. 2-(5-®ropumunazol1,2-a]mupuaua-2-wmin)- 1-(1 H-unmon-3-un)-2-((3-MeTokcu eHUIT)aMUHO ) -
3TaHOH TOJYYaJIh COTJIacHO obmieit mporeaype L u3 cmecu 3-0eH3U-5-(2-TUApOKCHITIIT)-4-METHIITHA301-3 -Hid
xynopuna (0,125 1, 0,463 mmoub) u TpudTmiiamMusa (0,100 mur, 0,717 MMounb) B atanone (0,7 mi), TpeT-0yTui-3-
dhopmmun-1H-unmon-1-kapbokcmnara (0,270 r, 1,102 mmons) u pactBopa N-((5-propumunaso[1,2-a]nmupuana-2-
win)MeTHiIeH)-3-MmetokcnanmwirHa (0,920 MMonb) B aTanone (1 mir), HarpeBaeMbix npu 60°C B TeueHne 3 CyTOK.
Ouucrkoii ¢em-xpomarorpadueil Ha cuimKarese ¢ IpUMEHEHHEM rpaanenTa stwianeTara (20-70%) B rentaHe
¢ mocnenyromniel ounctkoi npenaparusaoi BOXKX (komonka XBridge; croco6 5) nmomyganu 0,072 r (19%) xe-
naemoro coequnennsi. ESI/APCI(+): 415 (M+H). ESI/APCI(-): 413 (M-H).

Mpumep 110. Ilomyuenwne 2-(6-¢pTopummpaasoll,2-ajmmpuann-2-nn)-1-(1H-nanon-3-mm)-2-((3-meTokcu-
(heHMIT)aMHUHO )3 TAHOHA.

Cramust 1. PactBop N-((6-propummmaso[l,2-a]JnupuanH-2-mI)METHICH)-3-METOKCHAHIIINHA B JTaHOJIE
MoJTydajal TyTeM HarpeBaHus pactBopa 6-¢propumunaszoll,2-a]mupuamn-2-kapbanpneruna (0,150 r, 0,914
MMouTb) 1 3-MmeTokcuanmirHa (0,113 mut, 1,009 mmons) B atanose (0,5 mur) mpu 65°C B Teuenue 18 4. Ob6paso-
BaHNE UMHHA OBLJIO KOJIMYECTBEHHBIM U PAacTBOP MCIOIB30BalIu 0e3 fAomoyHnTenbHol ounucTku. ESI/APCI (+):
270 (M+H); 292 (M+Na).

Cramus 2. 2-(6-®ropumunazol1,2-a]mupuaua-2-wmin)- 1-(1 H-unmon-3-un)-2-((3-MeTokcu eHUIT)aMUuHO ) -
9TaHOH TOJIYYaIH coriacHo obmeit npouenype K u3 cmecu 3-0eH3mI-5-(2-rUIpOKCHITIN )-4-METHITAA30II-3 - i
xmopuaa (0,130 r, 0,482 mmons) u tpmdTHiamuna (0,090 M, 0,646 mMois) B 3tanose (0,7 mi), TpeT-OyTHi-3-
¢opmmi-1H-nnnon-1-kapbokemnara (0,275 1, 1,121 mmons) n pactBopa N-((6-propumunaso[1,2-a|nupuaun-2-
wi)MeTHiIeH)-3-metokcnanmwirnHa (0,914 Mmons) B aTanone (1 mir), HarpeBaeMbIx npu 65°C B TeueHne 3 CyTOK.
Ounctkoii ¢em-xpomarorpadueil Ha cumKarese ¢ IpUMEHEHHEM rpaanenTa stmianeTara (20-70%) B renraHe
nonyganu 0,078 r (21%) skemaemMoro coequHEHHs B BHJE KOpHYHEBOTO TBepaoro BemecTBa. ESI/APCI(+): 415
(M+H). ESI/APCI(-): 413 (M-H).

Ipumep 111. Tlonmydenme 2-((3-meroxcudenmn)aMmuno)-1-(1-(metmicynbdonnn)-1H-uagon-3-mr)-2-
(heHnmITAaHOHA.

Cramus 1. K cycnensun 1H-unnon-3-kap6anpneruna (0,214 r, 1,447 MMonb) B muximopMerane (3 mi) mo-
6asisun Mmetancynbdonmxnopun (0,200 mia, 2,578 mmoins) m DIPEA (0,300 M, 1,722 MMonb). PeakimonHyo
CMech TepeMEIBaJIN IPU KOMHATHON Temneparype B TedeHue 18 4. J[o0aBisiii Boxy M pacTBOp NepeMenInBa-
mu B TedeHne 1 4. @aspl pazaemsumn. Opranndeckyto ¢aszy MpoMbIBaIM HACHIILICHHBIM OMKapOOHATHBIM PacTBO-
POM ¥ BOJIOH, CYIIMIIM HaJ| CyIb()aToM HaTpHsl, GUILTPOBAIN U KOHIICHTPUPOBAJIH IO CHIXEHHBIM JaBJICHUEM.
Ounctkoii ¢en-xpomarorpadueil Ha cumKarese ¢ IpUMEeHeHHeM rpaauenTa stwianeTara (10-40%) B renraHe
noyganu 0,189 1 (57%) 1-(metuincynsonun)-1H-nanon-3-kapbanbaeruia B Buie 0S)KEBOro TBEPIOTo Belle-
crBa. ESI/APCI(+): 224 (M+H).

Cramus 2. 2-((3-Metokcudennn)amuno)- 1 -(1-(Metuncynbdornn)- 1 H-urmon-3-nm)-2-GpeHnnITanoH moy-
ganmu coryiacHo oOmieit mporeaype L u3 cmecu 3-0eH3MIT-5-(2-TUAPOKCHUATII)-4-METHITHA30I-3-0i XJIOpHUIa
(0,157 r, 0,582 Mmoup) u TpudTIIamuHa (0,100 M, 0,717 MmMonb) B aTaroze (1 mi), 1-(meTuncynsdonwmn)-1H-
nHaoa-3-kapbanpaeruaa (0,144 r, 0,645 mmons) u pactBopa N-OeH3mmaeH-3-merokcnannimaa (0,914 MMoub)
B otaHoie (2 mur), HarpeBaeMbIx mpu 70°C B Tedenue 24 4. OuncTkol diem-xpomarorpadueii Ha CUIMKaresne ¢
MpUMEHEeHHEeM rpanuenTa stunanerata (10-60%) B rentane ¢ nocienyoed o4ucTkoi npenaparuBHoin BOXX
(xononka XBridge; crioco6 2) momyuanu 0,041 r (15%) xenaemoro coenunenus. ESI/APCI(+): 435 (M+H); 457
(M+Na). ESI/APCI(-): 433 (M-H).

Mpumep 112. Ilomywenue 2-(4-(2-(qumeTrninamuHO)3TOKCH)pennn)-1-(1H-nnmnon-3-mn)-2-((3-merokcn-
(heHMIT)aMHUHO )3 TAHOHA.

Cramust 1. N-(4-(2-(nmeTnnaMuHO)3TOKCH )OS H3WIHICH )-3-METOKCHAHWIMH TOJIy4ald COTJIACHO OOIIEH
npoueaype [ m3 4-(2-(mumermnamuno)dTokcH)oen3anpaeruaa (0,185 r, 0,943 MMosp) U 3-METOKCHAHWMIIMHA
(0,108 mut, 0,965 mmoms). ESI/APCI(+): 299 (M+H).

Cramqus 2. 2-(4-(2-(Ammetnnamuno )aTokcn)hennn)- 1 -(1 H-uanon-3 -mm)-2-((3-meTokcudermn ) amu-
HO)3TaHOH MOJTydaju coryiacHo oomei nporenype K u3 cmecu 3-6eH3MI-5-(2-THAPOKCUITHI )-4-METHIATHA30JI-3 -
nit xmopuna (0,129 1, 0,478 Mmmoinb) u TpmTHiIamuna (0,066 mi, 0,496 MmMois) B atanone (0,7 mir), TpeT-OyTHII-
3-popmun-1H-unnon-1-kapbokcumnara (0,281 r, 1,146 mmonb) m pactBopa N-(4-(2-(IMMETHIAMHHO)3TOK-
cn)oeH3mnieH)-3-MeTokcnanmniaa (0,943 mmons) B stanosie (0,7 mi), HarpeBaembix nipu 70°C B TedeHue 2
cytok. OuncTkoii ¢uem-xpomarorpadueil Ha cHIMKaresie ¢ IpuMeHeHHeM rpaauenta Metanona (0-30%) B au-
XJIOpPMETaHe C Tocieaytomel ouncTkoi npenapatuBHoii BOXKX (komonka XBridge; crioco6 5) nmomyqanu 0,087
T (20%) >xemaeMoro coeMHEHMs B BUE x)enToro TBepaoro coemunenus. ESI/APCI(+): 444 (M+H). ESI/APCI(-):
442 (M-H).

Mpumep 113. Tonmyuenue 1-(1-(2-(aumermnamuno)atun)-1H-ungon-3-um)-2-((3-mMeTokcudpeHIT)aMIHO)-
2-peHnIITAaHOHA.

K pactBopy 1-(1-(2-amuHo3THIN)- 1 H-nH107-3-1101)-2-((3-MeToKcHennn )amuno )-2-permmTanona (0,020 r,
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0,056 mmois) B cmecu THF (1 M) u aneronutpumia (1 mur) mobasisumu 37% pactBop GopManbaeruia B Boje
(0,020 mu, 0,250 mmoits) u rtmanodopruapu Hatpust (0,004 T, 0,080 MMoIIE). PeakiiMOHHYIO CMECh TIepeMETIIH-
BaJIM I[P KOMHATHOM TeMIiepatrype B TeueHHe 2 4. 3aTeM PEeaKIHOHHYIO CMeCh pa30aBIsUIN JHXJIOPMETaHOM U
MIPOMBIBAIM HACHIIIIEHHBIM PacTBOpOM OukapOonata Hatpus. PDasbl pasaerssau. OpraHudeckyro (asy CyIIIn
HaJ cynb(aroMm MarHus, GUIBTPOBANIN M KOHIIEHTPUPOBAIH MO CHIDKEHHBIM fMaBiieHHeM. OUnCTKOHN mpemapa-
tuBHOH TCX ¢ mpumeHeHneM 5% MeTaHoNa B AWXJIOpMETaHe B KadecTBe amoeHTa noxydanu 0,006 T (30%) 1-
(1-(2-(mumeTtnmamuno )31HN)- | H-mHm01-3-101)-2-((3-MeTOKCU( eHIIT)aMIHO )-2 - eHWIIPTAHOHA B BUJIE OEKEBOTO
tBepaoro BeniectBa. ESI/APCI(+): 428 (M+H). ESI/APCI(-): 426 (M-H).

Mpumep 114. Ilomyyenme  N-(2-(1H-unpmon-3-mm)-2-okco-1-heHumaTin)-2-(quMeTriaaMuHo )-N-(3-
METOKCH(EHMIT)alleTaMu/a.

Cranus 1. K pactBopy 1-(1H-unnon-3-nm)-2-((3-merokcudennin)amuno)-2-¢permmtanona (0,050 r, 0,140
MMOJIB) B muxiiopMerane (3 mi), oxnaxaeaHomy mpu 0°C, mobasmsumu TpudTiinamuH (0,059 mi, 0,421 MMonb) u
xnopauetwixiopusa (0,034 mu, 0,421 mmons). PeakimoHHYI0 cMeCh OCTaBJIsUIM HarpeBaTbcs 0 KOMHATHOW
TeMIlepaTypsl B TeueHue 15 MuH. PeaknnoHHyI0 cMech pa30aBisuli TUXJIOPMETAaHOM W IIPOMBIBAIIM HACHIIMICH-
HBIM pacTBOpoM OnkapOoHaTta HaTpus. Da3sl pasmensu. OpraHndecKruil CJI0OW CYIIMIIA Hall CYIb(paToM MarHus
¥ KOHIICHTPHPOBAIIX TI0JT CHIKEHHBIM TaBieHueM. O4nCTKOH (uen-xpomaTorpadueil Ha CHINKaresie ¢ mpuMe-
HEHHEM TpajuenTa sTmianerata (5-50%) B renrane momywanu 0,027 t (44%) N-(2-(1H-unmon-3-mm)-2-okco-1-
dhernmaTIN)-2-x710p-N-(3-MeTOKCHUpeHMT)anieTaMuia B Buae OexeBoro TBepaoro Bemectsa. ESI/APCI(+): 433,
435 (M+H). ESI/APCI(-): 431, 433 (M-H).

Cramqus 2. K pacTBopy N-(2-(1H-urmomn-3-mi)-2-0kco- 1 -peHmmTin)-2-xmop-N-(3-
MeTokcudenmn)aneramuaa (0,027 r, 0,062 mmons) B cyxom THF (2 min), oxnaxkaennomy mpu 0°C, mobasisiau 2
M pacteop aumermnamuna B THF (0,156 mn, 0,312 mmonb). PeakiioHHy!o cMech nepeMenBaiy Npyu KOMHAT-
HOM TeMIiepaType B TeueHHe 2 4 U 3aTeM HarpeBanu mnpu 55°C B TeueHue 2 4. PeakIIMOHHYIO cMeCh KOHIIEHTPH-
poBaly HOJ CHWXEHHbIM AaBieHueM. Ouuctkoi mpenapatuBHoil TCX ¢ mpumenenueM 10% meranona B au-
XJlopMeTaHe B KadecTBe amoeHTa nosydanu 0,015 r (57%) N-(2-(1H-unmon-3-mi)-2-okco-1-heHumaTin)-2-
(mametnnamuHo)-N-(3-MeTokcudenmn)aneTamMuaa B Buje OexeBoro TBepaoro BemectBa. ESI/APCI(+): 442
(M+H). ESI/APCI(-): 440 (M-H).

IIpumep 115. Tlonyyenue 1-(6-xmo0p-1H-unm0m-3-111)-2-((3-MeToKCHDEHNIT)aMIHO)-2-(5-METHITH30KCa30J1-
3-un)3TaHoHA.

1-(6-Xmop-1H-uun0m1-3-1m1)-2-((3-MeTokcnheHnT ) aMuHO )-2-( 5-ME THITN30KCa30I-3-Hi)ITAHOH  TTOJTydalii
corjacHo obmiel mporeaype L m3 cmecu 3-0eH3M-5-(2-TuApoKcHdITII)-4-MeTrnTrHazommni ximopuaa (0,135 T,
0,500 mmonp) u TpudTmiiamuHa (0,070 mut, 0,498 MMoib) B aTanone (1 i), Tper-OyTmi-6-xyop-3-hpopmmi-1H-
uH101-1-kap6okcunara (0,280 1, 1,001 mmoms) m pactBopa 3-meTokcu-N-((5-MeTHIN30KCa30:1-3-1iT)Me-
TiieH ))anmwinHa (0,999 Mmons) B aTanoue (1 min), HarpeBaeMbix pu 70°C B Teuenue 3 cyTok. OUUCTKOM rern-
XpoMmartorpaduell Ha CuIIMKaresne ¢ IpuMeHeHneM rpaauenta stuinanerata (0-100%) B renTane ¢ mocienyromeit
ouncTkoi npenapatuBHod BOXX (kononka XBridge; cioco6 1) nomyqanu 0,060 r (14%) xexaemMoro coenune-
uus. ESI/APCI (+): 396, 398 (M+H). ESI/APCI (-): 394, 396 (M-H).

Ipumep 116. Tlomydenme 2-((3-metokcudenun)amuno)-1-(1-merwmn-1H-unmon-3-mn)-2-(5-MeTHIN30K-
cazoJ-3-mi)3TaHoHA.

2-((3-Metokcudenmn)amuHo)- 1 -(1-meTwm- 1 H-uaa0m-3-m1)-2-(5-MeTHIIN30KCca3051-3-WT)3TaHOH  TTOJTYqali
coriacHo obmiel mporieaype L m3 cmecu 3-0eH3Mn-5-(2-TuApOoKCHAITII)-4-MeTrnTrHazommnid xmopuaa (0,135 T,
0,500 mmomp) u TpwdTWwiamuHa (0,070 wmu, 0,498 mmomp) B aTtanone (1 wmm), 1-mertwn-1H-uHmgon-3-
kapOansaeruza (0,159 r, 0,999 mMmons) u pactBopa 3-mMeTokcH-N-((5-MeTHIN30KCa3011-3-HT)METHIICH )aHUINHA
(0,999 mmonb) B oaranosme (1 wmur), HarpeBaemblx mpu 70°C B Tedenme 2 cyTrok. OdumcTKOM (uem-
XpoMmartorpauell Ha CHIIMKaresne ¢ IpuMeHeHneM rpaauenTa stuianerata (0-100%) B renTane ¢ mocienyromeit
ounctkoi mpenaparuBHoi BOXXX (kononka XBridge; croco6 1) momygamu 0,005 1 (1%) xkemaemoro coeaune-
uust. ESI/APCI (+): 376 (M+H).

[Mpumep 117. Ionyuenue 1-(6-xmop-1H-unmon-3-ni)-2-((3-mMeTokcudeHnT)aMuHo)-2-heHIII TaHOHA.

1-(6-Xmop-1H-nan0m1-3-1m1)-2-((3-MeTokcnheHnT)aMuHO )-2-PSHIIATAHOH  TTOJIyJalld  COTJIIACHO  00mmIeH
npoueaype K m3 cmecu 3-6eH3un-5-(2-rugpokcudtin)-4-metumnruazonuii xiopuna (0,135 r, 0,500 mmons) u
tpumaTunamuaa (0,070 mu, 0,498 mmons) B atanone (1 M), TpeT-OyTHi-6-Xiop-3-hopmui-1H-unmon-1-
kapOokcmiaTa (0,280 1, 0,999 mMmoib) 1 pacTBopa N-OeH3mMaeH-3-MeTokcnanminaa (0,999 Mmoie) B 3TaHOIe
(1 mu), HarpeBaeMbix mpu 70°C B Teuenune 2 cyTok. OUUCTKOM Quren-xpoMaTorpadueit Ha CHIMKaresie ¢ mpuMe-
HeHHeM TpaaneHTa stmnanerara (0-100%) B renTane ¢ mocienyromeil mepekprucTauIn3annueil u3 sTuianeTara
noyganu 0,047 r (12%) xenaemoro coepauHenus B Buzae tBepaoro Bemecrsa. ESI/APCI (+): 391, 393 (M+H).
ESI/APCI (-): 389, 391 (M-H).

[Mpumep 118. Iomyuenue 1-(5-dprop-1H-unmon-3-nn)-2-((3-meToxcudeHna)aMuHO )-2-(heHUIITAHOHA.

Cramus 1. tper-Bytuin-5-¢rop-3-popmun-1H-ungon-1-kapookcunar moaydaiu coriacHo oOmiei mpoie-
nype F u3 5-¢prop-1H-unnon-3-kapbansneruna (0,454 r, 2,783 Mmorns), mu-tper-Oyrnnaukapoonara (0,728 T,
3,336 mmouns) 1 DMAP (0,034 1, 0,278 mmonb) B aterontpuiie (7 min) ¢ noiydenuem 0,473 r (65%) xenaemo-
T0 COeMHEHUS B BUJE TBEPAOTO BEIIECTBA. 'H SIMP (DMSO-d¢) & 10,07 (1H, s); 8,74 (1H, s); 8,12 (1H, dd);
7,82 (1H, dd); 7,33 (1H, dt); 1,66 (9H, s).
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Cranmus 2. 1-(5-®rop-1H-nunon-3-nm)-2-((3-meTokcnpeHn1)aMuHO )-2-(DSHUIITAHOH TOTy4Yalld COTJIACHO
obmreit mpouenype K u3 cmecu 3-0eH3mi-5-(2-ruapokcuITiIN)-4-MeTmntra3on-3-uid ximopuna (0,135 r, 0,500
MMoutb) 1 TpmaTHiIamuHa (0,070 mi, 0,498 mMmoie) B aTtaHome (1 M), TpeT-0yTui-5-pTop-3-popmun-1H-urmon-
1-kap6okcunara (0,263 1, 0,999 Mmmoinb) 1 pactBopa N-OeH3unuaeH-3-mMeroxkcuanmimia (0,999 MMois) B 3TaHO-
ne (1 mm), HarpeBaembIx mpu 70°C B Teuenue 3 cyTok. OuucTko# (iem-xpomarorpadueii Ha CHUIMKaresne ¢
npuMeHeHrneM TpanuenTta sTmianerata (0-100%) B remraHe ¢ MOCIEAYIONINM OCAKICHUEM W3 IMSTHIIOBOTO
a¢upa momyganu 0,043 r (11%) sxemaemoro coenuHenus B Buae TBepraoro emiectsa. ESI/APCI(+): 375 (M+H).
ESI/APCI(-): 373 (M-H).

ITpumep 119. IMomyyenue 4-(2-(7-xnop-1H-nunon-3-nm)-1-((3-meTokcnpeHUIT)aMHHO )-2-0KCO-
9THIT)OEH30HUTPHIA

4-(2-(7-Xnop-1H-unnon-3-nn)-1-((3-meToxcuheHUT)aMHHO )-2-0KCOITHIT ) OCH30HUTPUIT MOTYYaJIN COTJIac-
HO o6mieit mpoueaype K u3 cmecu 3-6eH3mi-5-(2-ruapokcuy T )-4-metrntuason-3-uit xaopuna (0,135 r, 0,500
MMoub) 1 TpudTHiiamuHa (0,070 M1, 0,498 mmons) B atanone (1 M), Tpet-OyTui-7-xsop-3-¢popmmi-1H-unmon-
1-xap6okcuinara (0,280 T, 1,001 mmonb) u pactBopa 4-(((3-meTokcnupeHmn)uMrHO )MeTr)oenzonnTpuia (0,999
MMoJTb) B dTaHoie (1 i), HarpeBaeMbix mpu 70°C B Tedenne 2 cytok. OuncTkoii ienr-xpomatorpadueii Ha
CUIIMKarejie ¢ mpuMeHeHueM rpaanenTta stminanerata (0-100%) B remraHe ¢ mociexyromeil mepexprucTam3a-
muedt w3 srwranerata momydannd 0,050 r (12%) kemaeMoro COeAMHEHWS B BHUJAE TBEPIOTO BEIIECTBA.
ESI/APCI(+): 416 (M+H). ESI/APCI(-): 414 (M-H).

IIpumep 120. Iomyuenue 2-((2-MeTOKCUTUPUANH-4-11)aMUHO )- 1 -(1-(MeTmincynbdonnn)- 1 H-uagon-3-mm)-
2-(peHMIITAaHOHA.

2-((2-Merokcunupuant-4-nin)amuHo)- 1 -(1-(Metmicynbhonnn)-1 H-unnon-3-un)-2-peHundTaHon  mosyda-
JTM coryacHo obmei mpomnenype L w3 cmecn 3-0eH3MI-5-(2-THAPOKCHITHI)-4-METHITHA30T-3-HI  XJI0pUIa
(0,166 1, 0,615 mmonb) u TpudTHIamMuHa (0,100 mi, 0,717 mMois) B sTanone (1 mi), 1-(Metuncynbdonrmn)-1H-
nuHo1-3-kapoanpaeruna (0,189 1, 0,847 mmonb) u pactBopa N-OeH3MIMAEH-2-METOKCUITMPHINH-4-aMUHA
(0,909 mmouts) B aTaHone (2 M), HarpeBaeMbIX ipu 70°C B Teuenne 24 4. PeakIMOHHYIO0 cMeCh KOHIIEHTPHPO-
Bany. OcTaToK OuMIIany QIen-xpoMaTorpadueil Ha CHIIMKareie ¢ IpruMeHeHneM rpaauenTta Meranomna (0-10%)
B DTHJIAIETAaTe, C MOCIEAYIOed o4nuCcTKOM mpemnapatuBHO BOXX (komonka XBridge; crmoco6 2) momydanu
0,008 r (2%) xemaemoro coemuaenus. ESI/APCI(+): 436 (M+H). ESI/APCI(-): 434 (M-H).

IIpumep 121. Ionyuenne 2-((3-meTokcudeHm)aMmuHo)- 1 -(6-meTmi-1 H-uanon-3 -wmn)-2-heHmmTaHoHa.

Cramus 1. 2-Xiop-1-(6-metnin-1H-urmon-3-nm)-2-GeHrII TaHoH oydall cCoTrJIacHO o0IIel mpoueaype A
u3 6-metwi-1H-uamona (0,200 r, 1,525 wmoms), mwupumuna (0,100 mr, 1,270 mmoms) u  o-
xnopdermnaneTmwixiopuna (0,240 mi, 1,530 mmons) B Tomyosre (2,5 mi). OUnUCTKON Oca)xkIeHUEM TIOTyJaId
0,200 r (46%) xemaemMoro coenwHEHHS B Buae Oexesoro tBepmoro BemectBa. ESI/APCI(+): 284, 286.
ESI/APCI(-): 282, 284 (M-H).

Cragus 2. 2-((3-Metokcudenmn)aMuHo)- 1 -(6-meTwi- 1 H-uan0m-3-m)-2-QeHmIITaHoH MoTyYaid COorJiac-
HO obOmieit npouenype C u3 2-xmop-1-(6-metun-1H-unnon-3-mn)-2-penmmranona (0,110 r, 0,388 mmons), 3-
metokcunupuauHa (0,087 v, 0,388 mmons), DIPEA (0,133 1, 0,775 MMOJIB) ¥ KaTaIUTHYECKOTO KOJIHYCCTBA
Hoauaa HaTpus B aneroHutpuie (1,5 mi), o0mydaemMbIx B MUKpoBOIHOBOH nieun ripu 200°C B Teuenne 30 muH.
OuncTkoii (remr-xpomarorpadueil Ha CHIIMKarese ¢ SIIOMPOBAHUEM IUXJIOPMETAHOM C TOCIEAYIOMEH OYUCT-
Koil mpemaparuBHOoi BOXKX (xomonka XBridge, coco6 5) momyganu 0,006 1 (4%) skeaeMoro coennHEHUS B
Buze 6enoro tBepaoro BemectBa. ESI/APCI(+): 371 (M+H). ESI/APCI(-): 369 (M-H).

IIpumep 122. Tlonyuenne 1-(6-prop-1H-uamon-3-mm)-2-((3-MeTokcuPEeHIIT)aMIHO)-2-hEeHMITITAHOHA.

Cramus 1. 2-Xnop-1-(6-¢pTop-1H-unmon-3-un)-2-GpeHmITaHOH MOTydain coTrjlacHO obmmel nmpomemnype A
u3 6-¢ptop-1H-unmonma (0,250 r, 1,850 wmmoms), mwmpumumua (0,120 wmm, 1,518 wmmoms) u  o-
xynopdermnaneTmixiopuaa (0,292 mi, 1,861 mmons) B Tosryodse (3 mur). OuncTkoit ocaxaenrneM nomydanu 0,150
r (28%) xemaemoro coenWHeHHs B BHIe OexeBoro TBepmoro BemectBa. ESI/APCI(+): 288, 290 (M+H).
ESI/APCI(-): 286, 288 (M-H).

Cranmus 2. 1-(6-®rop-1H-nunon-3-nm)-2-((3-meTokcnpeHnT)aMuHO)-2-(HSHUIITAHOH TOTy4Yalld COTJIACHO
obmert mpoueaype C u3 2-xmop-1-(6-prop-1H-unmon-3-un)-2-¢penmwmranona (0,100 r, 0,348 mmomns), 3-
Metokcuarmnraa (0,078 i, 0,695 mmons), DIPEA (0,119 mi, 0,695 MMOIIB) ¥ KaTaIUTHYECKOTO KOJIAYCCTBA
Hoanaa Hatpust B cMecu auokcana (1 mur) u DMF (0,5 mit), oGirydaeMbIX B MEKpOBOJIHOBOH neun 1ipu 160°C B
tederre 30 MuH. O9UCTKON Quienm-xpoMarorpapueil Ha CHIIMKaresie ¢ dIIOUPOBAHUEM TUXIOPMETAHOM C TIO-
cremyromie ouncTkoi npenapatusHoit BOXX (komonka XBridge; crioco6 5) nmomydgamu 0,012 T (9%) sxemaemo-
TO coenHEeHMs B Buje OexxkeBoro TBepaoro BemecTtsa. ESI/APCI(+): 375 (M+H). ESI/APCI(-): 373 (M-H).

Ipumep 123. Tlomyuenune 2-(4-((mumermnamuno)meTmn)dennn)-1-(1H-unnon-3-mr)-2-((3-meTokcu-
(heHnIT)aMHUHO )ITaHOHA.

Cramus 1. PactBop N-(4-((amMeTHIaMUHO )METHIT)OCH3WIIHIEH )-3-METOKCHAaHUIMHA B OTAHOJIE TOJTydain
IyTeM HarpeBaHMsl pacTBopa mapa-auMmeTmiaMuHomerwioensansaeruaa (0,161 r, 0,986 mmoins) n 3-merokcu-
aammuHa (0,113 M, 1,000 mmone) B atanone (0,5 mur) mpu 65°C B Teuenue 18 u. OOpazoBaHre UMUHA OBLIO
KOJIMYECTBEHHBIM M PAaCTBOP HCIOIb30Baiu 0e3 nononuutensHol ounctku. ESI/APCI (+): 269 (M+H).

Cramus 2. 2-(4-((AumermnamuHo )Metwi)pennn)-1-(1H-unmpon-3-nm)-2-((3-meTokcuheHHIT)aMHHO )3 TaHOH
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MOJYYalii coryiacHo obmieit mponenype K u3 cmecu 3-0eH3MI-5-(2-THAPOKCUITII )-4-METHITHA30I-3-UH XJIOPH-
nma (0,135 r, 0,500 mmons) u tpmwyTHIamMuna (0,100 mu, 0,717 mmons) B stanone (0,7 mi), Tper-OyTmi-3-
dbopmun-1H-unanon-1-kapbokcmwmara (0,270 1, 1,101 wmmoms) wu  pactBopa  N-(4-((mumeTminamu-
HO)MeTHT)OeH3WIHIeH )-3-MeTokcrnanuinuHa (0,986 MMmois) B dtanode (1,5 mur), HarpeBaeMbIX BCIO HOYB TIPH
65°C. Ounctkoii npenaparuBaoit BOXKX (komonka XBridge; crocob 2) momyuanu 0,135 r (33%) xemaemoro
COeIMHEHUS B BHE KopudaHeBoro TBepaoro semiectsa. ESI/APCI(+): 414 (M+H). ESI/APCI(-): 412 (M-H).

IIpumep 124. Tomyuenune 1-(1H-uan0n-3-m1)-2-((3-meTokcudennn)amuno)-2-(4-metuin- 1 H-umumgazon-5-
WIJT)9TaHOHA.

Cramust 1. PactBop 3-merokcu-N-((4-metni-1H-umuna3omn-5-mi)MeTHIICH)aHUIIMHA B TAHOJE TOyYaIn
IMyTeM HarpeBaHusi pactBopa 4-metwi-1H-ummnaszon-5-xapbansaeruna (0,110 r, 0,999 mmons) u 3-
merokcnanminHa (0,115 ma, 1,023 mmons) B atanose (0,7 mut) npu 65°C B Teuenue 24 4. O6pa3oBaHne UMHUHA
OBUIO KOJIMYECTBEHHBIM M PACTBOP HCIONB30BaIN Oe3 ponoiHuTenbHol ounctku. ESI/APCI (+): 216 (M+H).
ESI/APCI (-): 214 (M-H).

Cramgusa 2. 1-(1H-Unpon-3-un)-2-((3-metokcudenmn)aMuHo)-2-(4-metui- 1 H-umMunazon-5-min)3TaHoH  1o-
Tydand corjacHo obmeit nmponenype K u3 cmecu 3-6eH3mI-5-(2-THAPOKCUITHN )-4-METUIATHA30JI-3-Ui XJIOpUIa
(0,134 1, 0,496 mmoup) u TpudTHIamMuHa (0,100 My, 0,717 mmons) B aTa”one (0,7 mi), TpeT-0yTHi-3-GopmMui-
1H-unnon-1-kapbokcunara (0,270 r, 1,101 mmomp) m pactBopa 3-meTokcu-N-((4-metwin-1H-umunazon-5-
nn)Merwien)anmwmaa (0,999 mmons) B 3Tanone (1,5 mir), HarpeBaeMbIX Bcio Houb Tipu 65°C. PeaknmoHHYIO
CMeCh KOHIICHTPHUPOBAIH TIOJT CHIDKCHHBIM MaBieHueM. OcTtaTok ounmiayin mpenaparuBHoii BOXKX (koyoHka
XBridge, crmoco6 3). JlonomautensHON ouncTkoi npenapatuBHoii BOXKX (komonka SunFire; croco6 3) mody-
gamu 0,043 T (12%) xenaemoro coemunenus. ESI/APCI(+): 361 (M+H).

[Mpumep 125. Iomyuenue 3-(2-((3-meroxcupenmn)ammuHo)-2-pernnanetnn)- 1 H-unnon-5-kapborntpuna.

Cranmus 1. tper-bytun-5-umnano-3-popmuin-1H-nunomn-1-kapOokcunar noryyanu coryiacHO oOreit mporue-
nype F u3 3-popmun-1H-unnon-5-kapoonurpuina (0,340 r, 1,999 mmoins), mu-tper-Oyrunaukapoonara (0,524 r,
2,401 mmone) u DMAP (0,024 1, 0,197 MmMmons) B aletorutpuiie (7 mun) ¢ nonydenueM 0,379 r (73%) xenaemo-
TO COCJMHCHUS B BHJIC TBEPJIOTO BEUICCTBA. 'H SIMP (DMSO-dg) & 10,11 (1H, s); 8,85 (1H, s); 8,50 (1H, s); 8,27
(1H,d); 7,87 (IH,dd); 1,68 (9H, s).

Cramus 2. 3-(2-((3-Metokcudennn)amuno)-2-peHmnanetn)- 1 H-uanon-5-kapOoHUTpUI  TOTydain co-
rimacHo obmelt mpouenaype L u3 cmecu 3-0eH3un-5-(2-ruapokcuaTin)-4-meTmitrazon-3-uid xmopuaa (0,135 T,
0,500 Mmmoutp) 1 TpmaTHITamuHa (0,070 Mo, 0,498 MMois) B atanode (1 M), TpeT-0yTHi-5-mmmano-3-popmmi-1H-
nHA07-1-kapbokcunara (0,270 r, 1,000 mmois) 1 pactBopa N-OeH3mnmuneH-3-meTokcuanmiuHa (0,999 mmorns) B
aranode (1 mur), HarpeBaeMbix pu 70°C B Tedenune 2 cytok. OuncTkoit daemr-xpomarorpadueil Ha CHITUKarele
¢ mpuMeHeHneM rpaguenTa stmiarerata (0-100%) B remTane ¢ mocienyome nepeKpucTaIN3annueii u3 3THII-
anerata nonydaiu 0,034 T (9%) xemaemMoro coeJuHEHUS B Buje Ocnoro TBepaoro BemectBa. ESI/APCI(+): 382
(M+H). ESI/APCI(-): 380 (M-H).

Mpumep 126. Ilonyuenne 2-(4-(runpoxcumermi)dennn)-1-(1H-nanon-3-mn)-2-((3-meTokcnpennn)amu-
HO)3TaHOHa.

Cranus 1. ((4-bpombenznin)oken )(TpeT-0yTHIT) IMMETHIICHIIAH TT0JTy4alli corflacHo o0mel npouenype N u3
4-6pombenzunoBoro cnupra (0,500 r, 2,673 mmons), DBU (0,408 wmu, 2,734 mmons) m TBDMSCI (0,816 T,
5,414 mmonp) B THF (10 mim). Ouunctkoit duem-xpomarorpadueil Ha CHIMKareiie ¢ MPUMEHEHHEM TpaJdeHTa
stunanerata (20-50%) B renrane momydanu 0,749 r (93%) >kemaemMoro coegUHEHHS B BUAE OCCIIBETHOM
JKUIKOCTH.

Cramus 2. K pactBopy ((4-6pombensun)okcn)(Tper-oyTmn)aumeruncmiana (0,500 r, 1,660 mmons) B THF
(6 M), oxnmaxknenHomy mpu -70°C, mo kamisM go6asmsumm 2,5 M pactBop H-Oytuiumnus B rexcane (0,800 mur,
2,000 mmos). Yepes 30 mun nipu -70°C mpodasmsmu DMF (0,300 M, 3,875 MMOJIB) U peakIIMOHHYIO CMECh OC-
TaBISUIN HarpeBathbes 10 -5°C B Teuenune 4 4. Peakiuio racuim go0aBieHHEM HACBIIIEHHOTO pacTBOpa XJIOpHIa
amMoHus. [locne HarpeBaHus 1O KOMHAaTHOW TeMIIEpaTyphl PEaKIHOHHYIO CMECh SKCTPAarupoBaIM dTHIALeTa-
ToM. OpraHudeckyro a3y IpOMBIBAIN BOJOH U COJCBBIM PAaCTBOPOM, CYIIMIH HAJ CyIb(haToM HATPUS, (HUIBT-
POBAM ¥ KOHIICHTPUPOBAJIH IO/ CHIYKCHHBIM JaBiicHHeM. OCTaTOK OYHIIAIH (Iier-XxpoMaTorpadueii Ha CHITH-
Karele ¢ mpUMeHEeHHeM rpaaueHTa quxiaopmerana (10-80%) B renrane ¢ monyuenuem 0,382 T (92%) 4-(((TpeT-
6y THILIMME THIICHITIT)OKCH)METHIT)OeH3abIeriaa B Buae becuperHoil xuakoctn. 'H SIMP (DMSO-dg) & 9,89
(1H, s); 7,79 (2H, d); 7,44 (2H, d); 4,72 (2H, s); 0,82 (9H, s); 0,00 (6H, s).

Cramus 3. N-(4-(((TpeT-ByTHIIUMETHIICHITIIT ) OKCH )METH ) OCH3MITUICH )-3 -METOKCHAHVIIMH TIOTy4Yald KO-
JUYECTBEHHO corjlacHo obmieit mporeaype | m3 4-(((TpeT-OyTHIITUMETHIICHITHI)OKCH ) METHIT ) OeH3a b IeTH I
(0,250 1, 0,998 Mmmoip) 1 MeTa-anu3uauHa (0,113 M, 1,000 mmois). ESI/APCI(+): 356 (M+H).

Cramus 4. 2-(4-(((rper-byrunaumernncumn)okcn )MeTwn)denwnn)- 1 -(1 H-uaaomn-3-wmm)-2-((3-meTokcu-
(heHnIT)aMHUHO)ITaHOH TIOJy4Yall COTJIacHO obOmied mpomemype K w3 cmecm 3-0eH3MN-5-(2-THOPOKCUITHIN)-4-
MeTraTHa3o-3-uit xmopuna (0,135 r, 0,500 mmons) u TpudTHIamuHa (0,069 M, 0,498 mmons) B sTanone (0,7
M), Tper-OyTmi-3-popmun-1H-ungon-1-kapookeunara (0,294 r, 1,199 mmomb) u pacrBopa N-(4-(((Tpert-
OYTHIIAMMETHIICUITIIT ) OKCH )METHI ) OCH3 WU IeH )-3-MeTokcuanmiHa (0,998 mmons) B atanone (0,7 mi), Harpe-
BaeMbIX 1pu 70°C B Tedyenue 2 cyrok. Ocrarok ouniany Qiem-xpoMaTorpaduei Ha CUIIMKarelsie ¢ IpUMEHEHHU-
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eM rpaauenTa stunanerara (20-50%) B renrane. J{onoaHnTENbHOM 04MCTKOM (rent-xpomarorpadueld Ha Cruin-
Kareyie ¢ NpUMEHeHHeM rpanuenTa stwianerara (20-50%) B renrane noxydamu 0,148 r (30%) sxemaemoro co-
enuHeHus B Buje sxentoro Macia. ESI/APCI(+): 501 (M+H); 523 (M+Na). ESI/APCI(-): 499 (M-H).

Cramus 5. K pactBopy 2-(4-(((Tper-OyTrimumeTricummi)okcH)MeTnn)permn)- 1 -(1 H-urmon-3-nm)-2-((3-
MeTokcudenmt)amuHo)dTanona (0,148 r, 0,296 mmons) B DMF (2,5 M) no6asmsum Gropun mesus (0,221 1,
1,455 mmonn). Uepe3 3 9 pu KOMHATHOHN TEMITEpaType PEaKIMOHHYIO CMeCh KOHIEHTpUpoBasd. OcTaToK pas-
JIeISUTA MEXIy ATHIIAEeTaToM B | H. pacCTBOPOM XJIOPBOAOPOAHON KACIOTHI. Da3bl pa3meisiii.

Opranndeckyio a3y IpOMBIBAIIM HACHIIIEHHBIM PAaCTBOPOM THApPOKapOOHATa HATPHs, BOJOH M COJIEBHIM
pacTBOpOM, CYIIWIN Haj Cyiab(aToM HATpHs, (HILTPOBAIN W KOHIEHTpUpoBaimd. OCTaTOK ouumiamy ¢uiem-
xXpoMmartorpaduell Ha CHJIMKareine ¢ IpUMeHeHHneM rpaauenta MeraHona (0-8%) B nuxiopmeraHe ¢ Iocienyro-
IIel nepeKkpucTauu3anuei n3 stunanerara ¢ norydennem 0,027 r (24%) 2-(4-(ruppoxcumerwn)penn)-1-(1H-
WHI0J-3-111)-2-((3-MeToKCcu(eHmT)aMUHOo )aTaHoHa B Buje Oenoro mopormka. ESI/APCI(+): 387 (M+H); 409
(M+Na). ESI/APCI(-): 385 (M-H).

Mpumep 127. Tomyuenne 1-(1-(3-runpoxcunpornmn)-1H-unnon-3-um)-2-((3-MeTokcudeHm)aMmuno)-2-
(heHnmITAaHOHA.

Cramus 1. 2-Xnop-1-(1-(3-ruapoxcunpornin)- 1 H-uaaomn-3-mr)-2-heHuIITaHoH MoJIydaad COTJIacHO 00-
memy criocodby M m3 2-xyop-1-(1H-unmon-3-un)-2-peammstanona (0,200 r, 0,741 mmons), 3-6pommponaH-1-
ona (0,206 T, 1,482 mmounp) n kapOonata kanus (0,205 r, 1,483 mmoins) B DMF (3 mu). Peakimonnyio cmech
TepeMeIInBaId IpY KOMHATHOW TeMIlepaType BCIo HOUb. O4HCTKON (hiem-xpomarorpadueil Ha cUIMKaremie ¢
nprMeHeHHeM TpaaneHTa stmnanerara (15-70%) B renrane norydamm 0,215 1 (84%) xemaemMoro coeHEHUS B
Buze kpacuoro Macna. ESI/APCI(+): 328, 330 (M+H). ESI/APCI(-): 326, 328 (M-H).

Cramust 2. 1-(1-(3-I'mapoxcunponuin)-1H-nanomn-3-mn)-2-((3-meTokcnpeHmn)aMuHo )-2-(heHUIIITAaHOH  T10-
Tydanu cornacHo obmeit npouenype E u3 2-xmop-1-(1-(3-ruapokcunponn)- 1 H-nunomn-3-mn)-2-¢pernisTanona
(0,070 r, 0,213 mMmous), 3-meTokcuanmauaa (0,478 mi, 4,270 mmons) B aneroHutpmie (1 Mi), oOaydaeMbIX B
MHUKpoBosiHOBOH neun npu 150°C B Teuenne 30 MuH. OuncTKoil duenm-xpomaTorpadueil Ha CHIMKaresie ¢ npu-
MEeHEeHHeM TpanuenTta stmianerata (15-70%) B remrane ¢ mociexmyromeil odnctkoil mpemapartuBHor TCX ¢
npumeHerrneM 10% sTumarerata B IuxjopMeTaHe B kadectBe diroeHTa monydanu 0,027 r (30%) xemaemoro
coenrHEHUs B Bue OexeBoro TBepaoro Bemectsa. ESI/APCI(+): 415 (M+H).

IIpumep 128. Tlomydyenune 3-(2-((3-metokcudenmn)amuno)-2-permnanetin)-N,N-mumeTti- 1 H-uanon-5-
cyns(hoHaMHUIA.

Cramus 1. tper-bytun-5-(N,N-gumeruncynshamonn)-3-dopmun- 1 H-urmon- 1 -kapOoKCHIIaT moaydaim co-
riacHo obme#t npoueaype F u3 3-gpopmun-N,N-mumermn-1 H-unnon-5-cynedonamuna (0,505 r, 2,003 mmoins),
mu-TpeT-OyTrmnaukap6onara (0,524 r, 2,401 mmons) 1 DMAP (0,024 1, 0,197 mMonb) B anetoHuTpmite (5 mir) ¢
nonyuenrem 0,602 T (85%) *KeTaeMoro coeIMHeHNs B BHAe TBepaoro semectsa. 'H SIMP (DMSO-d) & 10,13
(1H, s); 8,87 (1H, s); 8,50 (1H, s); 8,36 (1H, d); 7,84 (1H, d); 2,62 (6H, s); 1,68 (9H, s).

Cramust 2. 3-(2-((3-Merokcudennn)amuno)-2-penmnanerin)-N,N-nmumeruin- 1 H-unnon-5-cynsponamus
MOJYYalld COTJIAaCHO o0miei mpoueaype L u3 cmecn 3-0eH3UI-5-(2-THAPOKCHITHIN )-4-METHATHA30I-3-Ui XJIOPH-
ma (0,135 r, 0,500 mmonp) u TpusTmwiamuHa (0,070 mut, 0,498 mmoine) B atanone (1 mir), TpeT-OyTHi-5-(N,N-
numeTuicynbdamonn)-3-popmmi-1 H-unmgon-1-kapbokcmmara (0,352 1, 0,999 wmMmoms) u  pactBopa N-
OoensmmeH-3-MeTokcuanmnHa (0,999 mmons) B aTanone (1 mi), HarpeBaeMbix npu 70°C B TedueHne 2 CyTOK.
OuncTkoii (iemr-xpomarorpadueii Ha cunuKarese ¢ mpuMeHeHneM TrpanuenTa stunaneraTa (0-100%) B rentane
C TIOCTIEAYIOIIAM OCKACHHUEM U3 AUATHIOBOTO 3dupa momydanu 0,047 r (9%) xemaeMoro COeANHEHHS B BHIIE
tBepaoro BeniectBa. ESI/APCI(+): 464 (M+H). ESI/APCI(-): 462 (M-H).

ITpumep 129. Ionyuenne 2-((3-meToxcudenmn)amMmuHo)- 1 -(5-meTmi- 1 H-unnon-3-mm)-2-¢peHumTaHoHa.

Cranus 1. tper-bytun-3-popmui-5-mernin-1H-nnnomn-1-kapOokcunar norydaiy coryiacHo oOmieit mpoue-
nype F u3 5-mernn-1H-unnon-3-kapbansnernna (0,478 T, 3,003 Mmmoins), mu-Tpet-Oyrunaukapoonara (0,524 T,
3,602 mmouns) 1 DMAP (0,036 1, 0,295 mmons) B aterorntpuiie (8 min) ¢ moimydenuem 0,710 r (91%) xenaemo-
IO COCIMHEHUS B BHJIE TBEPJOTO BEIIECTBA. 'H aMmP (DMSO-dg) 6 10,06 (1H, s); 8,61 (1H, s); 7,91-8,03 (2H,
m); 7,27 (1H, d); 2,43 (3H, s); 1,66 (9H, s).

Cranus 2. 2-((3-Metokcudenmn)amuto)-1-(5-metmn- 1H-unnon-3-ui)-2-GpeHnmTaHoH oTydaiy coriac-
HO 0o0mmeit nponenype L u3 cmecu 3-0eH3mi-5-(2-ruapoKcHITII)-4-MeTriTHa3on-3-uil xmopuaa (0,135 r, 0,500
MMoub) U TpraTwiamuaa (0,070 mm, 0,498 mmons) B stanone (1 mu), Tper-Oytmi-3-dopmun-5-metun-1H-
nHA07-1-kapbokcunara (0,259 1, 0,999 mmons) u pactBopa N-6eH3ununeH-3-meTokcuanmiuHa (0,999 mmons) B
aranode (1 mu), HarpeBaeMbix mpu 70°C B Tedenune 2 cytok. OuncTkoit daemr-xpomarorpadueil Ha CHITUKarele
¢ mpuMeHeHHeM rpaguenta stmnanerata (0-100%) B remTane ¢ MOCIEAYIONMM OCaXIECHHEM M3 METHII-TPET-
oytmoBoro >¢upa nmomryganmu 0,053 T (14%) xemaemoro coequHeHus B Buae TBepaoro BemectBa. ESI/APCI(+):
371 (M+H). ESI/APCI(-): 369 (M-H).

[Mpumep 130. ITomyuenue 2-((3,5-numerokcndennn)amuHo)-1-(5-prop-1H-unnon-3-un)-2-pennnsranona.

Cranus 1. 2-Xnop-1-(5-¢Top-1H-nHnon-3-mn)-2-peHnIITaHoH oTyJaad COriacHo odmel mpouenype A
n3 S-¢prop-1H-ungona (1,000 r, 7,400 mmosp), mupuauHa (0,120 mm, 7,419 MMonb) W O-XJIOpPPEHHI-
anermwmxiopuza (1,100 mi, 7,390 mmons) B Toryose (19 mir). Ounctkoit ocaknennem noxyyanu 0,978 r (46%)
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JKEIAeMOT0 COCTUHCHHUS B BUJIC CBETIIO-XKeNToro TBepaoro BemectBa. ESI/APCI(+): 288, 290 (M+H); 310, 312
(M+Na). ESI/APCI(-): 286, 288 (M-H).

Cramus 2. 2-((3,5-qumetoxcudenun)amuHo)- 1 -(5-bTop-1H-uam01-3-11)-2-GeHIIDTAHOH MOJIyYald CO-
rimacHo obmemy croco0y E m3 2-xmop-1-(5-dprop-1H-urmon-3-nn)-2-peranmytanona (0,100 r, 0,348 mmoms) u
3,5-mumertokcuanmmaa (0,484 1, 3,160 MmMois) B aneroruTpmite (1 mir), 00irydaeMbIX B MUKPOBOJTHOBOH TeUH
npu 150°C B teuenue 15 muH. OuncTtkoit ¢uem-xpomarorpadueii Ha CHUIMKareie ¢ MPUMEHEHUEM TpaJueHTa
stinanerata (5-50%) B rentane noxydanu 0,045 r (32%) xemaeMoro coennHEHHs B BHE 0€)KEBOTO TBEPIOTO
BerrectBa. ESI/APCI(+): 405 (M+H). ESI/APCI(-): 403 (M-H).

Mpumep 131. Tlonyuenue 4-(2-(1H-unmon-3-mn)-1-((3-meTokcudpeHMIT)aMIHO )-2-0KCOITHI )-2-(hTOpOCH-
30HHUTpUIIA.

Cranust 1. PactBop 2-¢Top-4-(((3-MeToKCn(pEeHNIT)MIMUHO )METHII)OEH30HUTPIIIA B 9TAHOJIE MOIydald Iy-
TeM HarpeBaHus pactBopa 2-¢pTop-4-popmundensonurpmna (0,137 r, 0,919 Mmons) u 3-merokcnannnuna (0,107
mi, 0,952 mmois) B 3tanoze (1 M) mpu 60°C B Teuenue 18 u. OOpa3oBaHre MMUHA OBUIO KOJIMYCCTBEHHBIM U
pactBop ucnons3oBain 6e3 pononHuTenbHoi ounctku. ESI/APCI (+): 255 (M+H).

Cramus 2. 4-(2-(1H-Mamomon-3-nmn)-1-((3-MeToKkCUPEHMIT)aMHUHO)-2-0KCOITHI)-2-PTOPOSH30HUTPUI TIO-
JTydanu corjacHo obmieit nmponenype K u3 cmecu 3-06eH3mI-5-(2-THAPOKCUITHN )-4-METUIATHA30JI-3-Ui XJIOpUIa
(0,124 r, 0,460 mmoup) u TpudTHITamMuHa (0,090 My, 0,646 mmois) B aTa”one (0,5 mi), TpeT-0yTri-3-gopmMui-
1H-unmon-1-kap6okcunara (0,260 1, 1,060 mmomb) u pactBopa 2-prop-4-(((3-MeTOKCHUPESHUT)UMUHO )ME-
tun)oerzonutpmia (0,919 mmons) B atanone (1,5 mur), HarpeBaeMbix mpu 60°C B TedeHne 3 cyTok. OUHCTKOM
(rem-xpomarorpadueil Ha CHIMKareie ¢ IpUMEHEHHeM rpaauenta sTwianerata (0-40%) B renrTane moiydaid
0,154 r (42%) sxemaemoro coeauHeHus B Buje xkentoi nenbl. ESI/APCI(+): 400 (M+H). ESI/APCI(-): 398 (M-H).

IMpumep 132. Ionyuyenne 4-(2-(1H-nnnon-3-mn)-1-((3-MeTokcnpeHNIT)aMIHO)-2-0KCOITHI)-3,5-1udTop-
OeH30HUTpHIIA.

Cragus 1. PactBop 3,5-nudrop-4-(((3-MeToKcH(EeHIIT ) IMHHO )METHI )OCH30HUTPUIIA B ATAHOJIE TOTyYaTH
MyTeM HarpeBaHus pactBopa 3,5-mudrop-4-popmundenzonurpuna (0,151 r, 0,904 Mmoip) 1 3-MeTOKCHaHMIINHA
(0,105 ™, 0,934 mmoms) B aTaroze (1 mn) npu 60°C B Teuenue 24 4. O6pazoBaHre UMUHA OBUIO KOJUIECTBEH-
HBIM U PACTBOP HCIIOJIb30BaNIN O0e3 pononHuTensHoi ounctku. ESI/APCI (+): 273 (M+H).

Cramus 2. 4-(2-(1H-Mumon-3-wun)-1-((3-MeTokcrheHnIT)aMUHO )-2-0KCOITHN )-3,5 -1 TOPOSH30HUTPHIT
TOJTy4Jaji corytacHo obmieit mporieaype K n3 cmecn 3-06eH3MI-5-(2-THAPOKCUITHI )-4-METHIATHA30II-3-Uil XJIOpH-
nma (0,124 r, 0,460 mmons) u TpwdTIiIamMuHa (0,090 mut, 0,646 mmons) B atanone (0,5 mu), Tper-OyTwim-3-
dbopmun-1H-unmon-1-kapbokcmnara (0,260 r, 1,060 mmons) u pactBopa 3,5-mudrop-4-(((3-merokcude-
HIT)UMAHO )MeTHI )oeH30HUTpIIIa (0,904 MMone) B 3taHoie (1,5 mir), HarpeBaembix nipu 60°C B TedeHue 3 cy-
Tok. OuncTKoi (uem-xpomarorpadueil Ha criMKaresie ¢ IpUMEHEeHHeM TpaauenTa stuanerara (0-50%) B remn-
taHe nmony4anu 0,214 r (58%) kemaemoro coequHenus B Buje xxenroro macna. ESI/APCI(+): 418 (M+H).

[Mpumep 133. Ionmyuenue 1-(6-ruapoxcu-1H-unnomn-3-mm)-2-((3-MeTokCu(EHMIT)aMUHO)-2 - eHUIIITAHOHA.

Cragus 1. 6-((Tper-byTriaumeTuncuimii)okcn )- 1 H-uamon momxywanu coriaacHo obmieit nmponenype N u3 6-
runpokcuuona (0,500 r, 3,755 mmons), DBU (0,573 mut, 3,839 mmons) u TBDMSCI (1,150 1, 7,630 MMois) B
THF (13 mm). Ounctkoii duren-xpoMmarorpadueii Ha cuiIMKareie ¢ MpuMeHEeHHEM TpaaueHTa dTunanerata (20-
50%) B remnrane momywamu 0,888 T (96%) kemaeMoro coeaWHEHHS B BHIC O€JIOro TBEPIOTO BEIIECTBA.
ESI/APCI(+): 248 (M+H). ESI/APCI(-): 246 (M-H).

Cramuss 2. 1-(6-((tper-byTmnaumeTuncunmn)okcH)- 1 H-uamomn-3-mr)-2-xmop-2-GeHUIITaHOH  TTOJTyqaTn
corjacHo obmieit mporenype A u3 6-((Tper-OyTunaumerwiicuimi)okcn)-1 H-uanona (0,785 r, 3,173 Mmonb),
nmupuauHa (0,275 mi, 3,276 Mmons) U a-xinopdenmnanetmixiopuna (0,547 mi, 3,461 MMoip) B Tosryose (8 mr).
TTony4eHHBIN TIOCTIE SKCTPAarupOBaHUs OCTATOK OUYHWIINAIN OCAKIACHWEM M3 dTHUjareTara ¢ moxydenueMm 0,669
(53%) xemaemoro coemuHeHus B Buae Oenoro TBepaoro BemectBa. ESI/APCI(+): 400, 402 (M+H); 422, 424
(M+Na). ESI/APCI(-): 398, 400 (M-H).

Cramus 3. 1-(6-((rper-Byrunanmeruncunun)oken)- 1 H-unnon-3-um)-2-((3-mMeTokcudeHmw)aMiHo))-2-
(heHMIPTaHOH TOTy4yanu corjacHo odbme npouenype E n3 1-(6-((Tper-OyTrnaumeruncuinit)oken)-1 H-unmon-
3-mi)-2-x710p-2-penumranona (0,300 1, 0,750 mmonb) u 3-metokcnanuauHa (1,680 M, 15,02 Mmoip) B anero-
Hutpmie (3 mir), obiay4aeMbIX B MHKpOBOSHOBOM meun mpu 150°C B Tewenue 30 muH. Ouncrkoit ¢uremn-
xpomarorpadueii Ha cHIMKareie ¢ MIpuMeHeHNeM rpaguenTa stwianetara (10-50%) B renrane momywanu 0,200
r (55%) xemaemoro coenuHeHHs B BHue OexkeBoro mopomka. ESI/APCI(+): 487 (M+H); 509 (M+Na).
ESI/APCI(-): 485 (M-H).

Cramus 4. K pacrBopy  1-(6-((Tper-OyTrurmumeTuicunmi)okcn)- 1 H-uanon-3-mm)-2-((3-meTokcn-
(hennn)amuno)-2-permmTanona (0,200 r, 0,411 mmons) B DMF (3,5 mur) mobasmsum propun mesust (0,312 T,
2,054 mmoue). Yepes 2,5 4 npu KOMHATHOW TeMIepaType PeakIMOHHYIO CMECh KOHLEHTpHpoBain. OcTaTok
paszfensuii MeXIy STHJIaleTaToM W 1H. pacTBOPOM XJIOPBOXOPOAHOW KucioThl. Pas3wl paspmensum. OpraHude-
CKyI0 (pa3y NpOMBIBAIIM HACHINICHHBIM PACTBOPOM T'MAPOKapOOHATa HATPHsl, BOJOW M COJEBBIM PacTBOPOM, Cy-
IIWJIN HaJ cyibdaToM HaTpus, GUILTPOBAIU U KOHIEHTpUpoBaK. OUUCTKOH (eni-xpomarorpadueii Ha crIn-
Kareye ¢ nIpuMeHeHueM rpaauenrta Meranona (0-10%) B auxiopMeTaHe ¢ mocieayIomeil mepekpucTauin3annei
3 oTwianerata u renrana mnonywain 0,020 t (13%) 1-(6-runpoxcu-1H-nunon-3-mm)-2-((3-meTokcu-
(dbennn)amuno)-2-permaTanona B Buae ceporo mopomka. ESI/APCI(+): 373 (M+H); 395 (M+Na).
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ESI/APCI(-): 371 (M-H).

[Mpumep 134. Tlonyuenne 3-(2-((3-meTokcudenmn)aMnuHo)-2-penmnanerun)- 1 H-unngon-6-kapboHOBO# Ku-
CIIOTEHI.

K pactBopy meTmi-3-(2-((3-meTokcudenmn)amMmuHo )-2-henmnanetin)- | H-uagon-6-kapbokcunara (0,100 r,
0,241 mmons) B cmecu THF (3 mim) u meranoina (3 mi1) no0aBisui 6H. pacTBop Tuapokcuaa Hatpus (1,500 mur,
9,000 MMOJTB) ¥ CMECh KHITSATHIN ¢ OOpPaTHBIM XOJIOAUILHUKOM B TeUeHHE 3 4. PeaknnmoHHYI0 CMECh YaCTUIHO
KOHIICHTPUPOBAIX TOJ CHIKCHHBIM JaBiieHHeM. OCTaBIIHMIACS BOXHBIH PAacTBOP MOAKHUCIUIA lH. pacTBOpOM
XJIOPBOJIOPOTHOM KHCIOTHI 10 3HadeHust pH 2-3. Ocamox GuiIbTpoBaiiv, MPOMBIBAIH BOJOK U cyniwid. J{omosm-
HHUTEJILHOM OYNCTKOM ocanka npenaparuBHoit BOXKX (konmonka XBridge; cioco6 2) momyqanu 0,020 1 (21%) 3-
(2-((3-meTokcupenun)amuno)-2-pennnanetrn)- 1 H-nanon-6-kapooHOBOH KHCIIOTBI B BHJIE OEJIOr0 TBEPIOTO
BerrectBa. ESI/APCI(+): 401 (M+H). ESI/APCI(-): 399 (M-H).

Mpumep 135. Tlomywenme  1-(1-(2-merokcmatmin)-1H-unnon-3-um)-2-((3-mMeTokcudeHwT)aMiHo)-2-
(heHmIITaHOHA.

Cramus 1. 2-Xnop-1-(1-(2-meTokcuaTiun)- 1 H-nanon-3-m)-2-heHUIPTaHOH TOJTy4Yalli COTJIACHO 00meMy
crocoby M u3 2-xinop-1-(1H-uanon-3-mn)-2-pennnstanona (0,200 r, 0,741 mmoins), 1-6poM-2-MeTOKCHUITaHA
(0,206 1, 1,482 mmonnb) u kap6onara xamwms (0,205 t, 0,183 mmons) B DMF (3 mun). Peakimonnyio cMech miepe-
MEIIMBAIM TP KOMHATHOM TemIiepatype Bcio HOYb. OUHCTKON (urenr-xpomarorpadreii Ha CHIMKarese ¢ mpu-
MEHEHHEM TpanuenTa stmianerata (5-50%) B renrane momyqanu 0,115 r (47%) xemaeMoro COeIMHEHHS B BUIE
6exxeBoro TBepaoro Bemecta. ESI/APCI(+): 350, 352 (M+Na). ESI/APCI(-): 326, 328 (M-H).

Cramus 2. 1-(1-(2-Metokcuatnn)- 1 H-uanon-3-mm)-2-((3-meTokcudeHm ) aMiuHO )-2-peHIIITAaHOH MOJTyda-
o coryacHo obmed mponenype E u3 2-xuop-1-(1-(3-ruapoxcunpon)-1H-nunomn-3-mn)-2-¢pernisTanona
(0,050 r, 0,153 mmous), 3-meTokcuanmnuaa (0,354 mu, 3,150 mmons) B aneronurpmie (1 Mi), oOaydaeMbIX B
MHUKpoBoJHOBOH neun npu 150°C B Teuenune 15 Mun. OuncTkoil uem-xpoMaTorpadueil Ha CHIMKaresie ¢ npu-
MeHeHHeM 5% dTHianeraTa B AUXJIOPMETaHEe B KA4eCTBE DJIIOCHTA C ITOCIEIYIOIEH OUYMCTKOW MpernapaTUBHOM
B3XX (komonka XBridge; cioco6 1) momyganu 0,025 r (39%) xkemaeMoro COeJMHEHUS B BUIE OCIIOTO TBEPJIO-
ro Bemectsa. ESI/APCI(+): 415 (M+H). ESI/APCI(-): 413 (M-H). 'H SIMP (DMSO-d¢) & 8,95 (1H, s); 8,17
(1H, d); 7,57-7,68 (3H, m); 7,11-7,33 (5H, m); 6,92 (1H, t); 6,34-6,46 (3H, m); 6,11 (1H, d); 6,05 (1H, d); 4,45
(2H, br s); 3,73 (2H, m); 3,62 (3H, s); 3,23 (3H, s).

[Tpumep 136. TTony4enne 1-(5-¢rop-1-metnn-1H-unmon-3-nmn)-2-((3-MeToKCHU HUIT)aMUHO ) -2 -
(heHnITAaHOHA.

Cramus 1. 2-Xnop-1-(5-¢Top-1-meTun-1H-uanon-3-mr)-2-heHnI3TaHOH TOTy4Yald COTJIACHO OO0IIeMy
criocoby M u3 2-xiop-1-(5-dprop-1H-urmon-3-nn)-2-pernndtanona (0,200 r, 0,695 mmons), Hommerana (0,216
M, 3,470 Mmmoib) u kapbonara kanwus (0,192 1, 1,389 mmons) B DMF (3 mur). PeaknimoHHyI0 CMeCh MepeMerin-
BaJIM TIPH KOMHATHOW TeMneparype Bcio Houb. O4HuCTKON Quien-xpoMaTorpadueil Ha CUIIMKarelie ¢ IpUMEHEHH-
eM rpanuenra stunanerara (15-50%) B rentane momyganu 0,076 r (36%) xenaeMoro CoOeIMHEHUS B BUIC Oexke-
Boro TBepaoro BemectBa. ESI/APCI(+): 302, 304 (M+H); 324, 326 (M+Na). ESI/APCI(-): 300, 302 (M-H).

Cramust 2. 1-(5-®rop-1-metnn-1H-unnon-3-mi)-2-((3-mMeTokcudeHnT)aMiHo)-2-QEeHUIITAaHOH TTOTyYalIH
coryacHo obmeit nmpouenype E n3 2-xnop-1-(5-¢rop-1-mern-1H-unnon-3-un)-2-penunsranona (0,070 r, 0,232
MMoJIb), 3-MeTtokcuanmimHa (0,519 mi, 4,619 mMoinb) B anetonutpuie (1 mir), obmydaemsix ipu 150°C B Tede-
aue 30 muH. OYUCTKOW ABaXIBI Quieni-xpoMarorpadueil Ha CHIMKarene ¢ MpUMEHEHHEM IIepPBOTO TPaJNeHTa
stunarnerata (5-50%) B rentane u 3aTeM rpaguenTta auxyopmerana (15-70%) B rentaHe ¢ TOCIEAYIOIIMM OCaX-
JIeHUEM U3 TpeT-OyTramernioBoro 3¢upa noxydamm 0,020 r (22%) xemaeMoro CoeMHEHHS B BUAE OEKEBOTO
tBeporo BemectBa. ESI/APCI(+): 389 (M+H). ESI/APCI(-): 387 (M-H). 'H SIMP (DMSO-ds) & 8,99 (1H, s);
7,79-7,88 (1H, dd); 7,63 (2H, d); 7,54-7,61 (1H, m); 7,25-7,35 (2H, m); 7,10-7,24 (2H, m); 6,92 (1H, t); 6,33-
6,44 (3H, m); 6,11 (1H, d); 5,99 (1H, d); 3,91 (3H, s); 3,62 (3H, s).

IMpumep 137. Ionyuenue 1-(1H-unnon-3-mm)-2-((3-MeTOKCHPEHMIT)aMUHO)-2 -(M-TOJINIT)ITaHOHA.

Cranus 1. PactBop 3-meTokcu-N-(3-MeTHIOCH3MINICH)aHIWIMHA B 9TaHOJIE TIOJTyYall IyTeM HarpeBaHUs
pactBopa 3-metmnoenzanpaeruna (0,120 mu, 1,019 mmons) u 3-metokcuanmnuna (0,120 v, 1,068 MMmois) B
atanoze (1 mi) npu 60°C B Teuenue 18 u. OOpazoBaHUe UMHHA OBIJIO KOJMYECTBEHHBIM M PacTBOP HCIIOJIB30Ba-
mm 6e3 momonHuTenbHON ounctku. ESI/APCI (+): 226 (M+H).

Cragus 2. 1-(1H-Munomn-3-mn)-2-((3-MeToKCHEHIIT)aMUHO )-2-(M-TOJUIT)3TaHOH IOJIYYald COTJIACHO 00-
mei nporenype K u3 cmecn 3-0eH3un-5-(2-ruapokcudTiin)-4-metmntrazon-3-uii xmopuaa (0,140 r, 0,519
MMoutb) U TpudTHiIamuHa (0,100 mm, 0,717 mmoie) B atanose (0,5 mi), TpeT-0yTni-3-popmumi-1H-uanon-1-
kapookcmiaTa (0,270 T, 1,101 MMonp) u pacTBopa 3-MeTokcH-N-(3-MeTmioeH3umaeH)anmmHia (1,019 MMoub)
B atanose (1,5 mi), HarpeBaembix npu 60°C B Teuenne 2 cyTok. OuncTkoit duem-xpomaTtorpadueii Ha cHITUKa-
rene ¢ mpuMeHeHneM rpaaneHTa stunanerata (0-30%) B renTane ¢ nmocnexyromeii npenapatusaoit BOXX (ko-
nonka XBridge; cmoco6 1) momywamn 0,085 1 (23%) xemaemoro coemmnenusi. ESI/APCI(+): 371 (M+H).
ESI/APCI(-): 369 (M-H).

IMpumep 138. Iomyuenue 1-(1H-unnon-3-wmm)-2-((3-MeTokcHUdEHIT)aMIHO)-2-(T1apa-ToINI)ITAHOHA.

Cranus 1. PactBop 3-meTokcu-N-(4-MeTHIOCH3MINICH)aHWIMHA B 9TAHOJIE TIOJTydalll MyTeM HarpeBaHUs
pactBopa 4-metmnoenzanpaeruna (0,120 mu, 1,014 mmons) u 3-metokcuanmnuna (0,120 v, 1,068 MMmois) B
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atanoze (1 mu) npu 60°C B Teuenue 18 u. OOpazoBaHHe UMHHA OBIJIO KOJMYECTBEHHBIM M PacTBOP HCIIOJIB30Ba-
mm 6e3 momonHuTenbHON ounctku. ESI/APCI (+): 226 (M+H).

Cramus 2. 1-(1H-Uanon-3-um)-2-((3-meTokcudenmn)aMuHo)-2-(Tapa-Tonmi)3TaHOH TOJydaid COTJIACHO
obmeit mporenype K n3 cmecu 3-0eH3un-5-(2-ruapokcuaTii)-4-mMetumnrrazon-3-uid xnopuaa (0,138 r, 0,512
MMoub) U TpudTHiIamuHa (0,100 mm, 0,717 mmoine) B atanose (0,5 mi), TpeT-0yTni-3-popmwmi-1H-uanon-1-
kapOokcmnata (0,274 1, 1,117 MMonb) u pacTBopa 3-MeToKcH-N-(4-MeTmioeH3umuaeH))anmmia (1,014 MMoub)
B atanoie (1,5 M), HarpeBaeMbix pu 60°C B Teuenue 24 4. Ounctkoit paemnr-xpomarorpadueii Ha cuIUKarese
¢ IpuMeHeHneM rpaguenra stwianetara (0-40%) B remraHe C MOCIEAYIOMAM OCaXISHHEM U3 alleTOHa M TemTa-
Ha momydanu 0,085 r (23%) xemaemoro coenuHeHus B Bue OekeBoro TBepaoro Bemectsa. ESI/APCI(+): 371
(M+H). ESI/APCI(-): 369 (M-H).

Mpumep 139. TIlomywennme  1-(6-(ruppoxcumernin)-1H-unnon-3-wmm)-2-((3-mMeTokcudeHmT)aMiHO)-2-
(heHmIITaHOHA.

Cranmus 1. K cycnensun ruapuna murust amomunust (0,866 1, 22,82 mmois) B cyxom THF (30 mur), oxiax-
neaHomy npu 0°C, nobasmsiin pactBop Metwi-1H-nHnon-6-kapookcunara (2,000 r, 11,42 mmons) 8 THF (30
MII) B aTMocdepe a3oTa. PeaknnoHHYI0 CMech MepeMEeNIHBaIi MPH KOMHATHOW TeMIepaType BCIo HO4b. Peak-
IIUIO TACHJIM OCTOPOKHBIM JoOaBIeHHEM |H. pacTBOpa CErHETOBON conr. PeaknoHHYI0 cMeCh NepeMeITnBaIn
TP KOMHATHOH TemIiepatype B T€U4eHHE 2 4 U 3aTeM SKCTparupoBaiu auxiopmeranoM. ®assr pasgemsumu. Op-
raHAYecKyto (a3y cymmnnn Haj Cyab(paToM MarHus ¥ BHITAPHBAIHN O CHIDKCHHBIM JaBJICHUEM C ITOTydeHHEM
2,050 r (1H-uamonmm-6-mn)MeraHosia B BUAE JKEITOI0 Maciia, KOTOPOE HCIIOJIB30BAIM Ha CICHYIOMIEH CTaauu
6e3 nonmomHuTenbHOM ouncTku. ESI/APCI(-): 146 (M-H).

Cramus 2. K pactBopy (1H-unpon-6-min)meranona (0,500 r, 3,397 mmons) B cyxom THF (20 M), oxmax-
nerHoMy nipu 0°C, noGasinsuin mopiroHHo ruapua Hatpus (60% B MuHepansHOM Macie; 0,271 1, 6,775 MMoIB).
[Mocne nepememmBanus B Teuenue 5 MuH nodasisit TBDMSCI (0,512 1, 3,397 mmous). [TomydenHsrit pactBop
HepeMeIInBalI TP KOMHATHOH TemIiepaTtype B TeueHue | 4. PeakunoHHyro cMech pa30aBisuii TMXJIOpPMETaHOM
Y POMBIBAJIN HACHIILICHHBIM PacTBOpOM OnkapOoHarta Hatpus. Da3bl pazaensuin. Boanyro ¢asy skcTparuposa-
mu guxsopMeTtanoM. Opranndeckne (as3pl 00beANHAIN, TPOMBIBATIA BOJIOW, CYIIWIN HAJ CyIb(aTOM Martus
KOHIICHTPUPOBAJIX TT0]T CHIDKCHHBIM JaBieHrneM. OUucTKo# (urenr-xpomarorpadueil Ha cuiamukarese ¢ mpuMeHe-
HHEeM TrpaameHTa »Tminanerata (2-20%) B renrtane mnomydamn 0,482 1 (46% 3a 2 cragum) 6-(((Tper-
OyTuiamuMeTmIcHImI)okcr)Metrn )- 1 H-uamona B Buge 6enoro tBepaoro emectBa. ESI/APCI(+): 262 (M+H).
ESI/APCI(-): 260 (M-H).

Cramus 3. 2-Xmop-1-(6-(ruapoxcumetwn)- 1 H-uHmo-3-1m)-2-GpeHmIITaHOH MOMyYaJId COTJIACHO O0O0mIei
nporenype A u3z 6-(((Tper-OyTmnmumermicuiin)okcu)MeTin )-1 H-unmona (0,265 r, 1,014 Mmons), mupuanHa
(0,082 mm, 1,014 Mmmoutp) u a-xnopdermnanermrxiopuna (0,151 mm, 1,014 MmMoinb) B Tomyosne (2,6 mir). O4uct-
Ko ¢uem-xpomartorpadueil Ha cuiIMKarelie ¢ IpUMEHEHNEM rpajaueHTa sTwianerata (5-100%) B renrane mo-
aydamu 0,064 r (21%) xenaemoro coenunenns. ESI/APCI(+): 300, 302 (M+H); 322, 324 (M+Na). ESI/APCI(-):
298, 300 (M-H). 'H SIMP (DMSO-de) & 12,15 (1H, br s); 8,61 (1H, d); 8,09 (1H, d); 7,63 (2H, d); 7,25-7,48 (5H,
m); 7,16 (1H, d); 6,73 (1H, s); 5,20 (1H, t); 4,58 (2H, d).

Cramust 4. 1-(6-(I'mppoxcumernn)-1H-nanomn-3-mn)-2-((3-meTokcnpeHnn)aMuHo )-2-(heHIIITaHOH MOy~
Yaju corjiacHo o6uei npoueaype E u3 2-xmop-1-(6-(runpoxcumernn)-1H-unnon-3-wm)-2-penmmradona (0,060
r, 0,200 MmMonp) u 3-MeTokcuanmmuHa (0,448 mi, 3,987 MMons) B anleroHuTpriie (1 M), 00Iy4aeMBIX B MHKPO-
BoTHOBOM meuu nipu 130°C B Teuenne 15 muH. OuucTKo# Qureni-xpomaTorpadueid Ha CHIIMKAreie ¢ MpUMEHe-
HHEeM TpanueHta stwnarerara (5-50%) B AuXJopMeTaHe W C TOCIEAYIOUmEeH APYrod OYHCTKOW (hirer-
xpomarorpadueii Ha cunMKareine ¢ NpUMeHeHweM rpaguenrta >Tmianerata (30-100%) B renTane morydaid
0,021 1t (27%) xemaemoro coeguHEHHUs B Buae Oexesoro TBepporo BemiectBa. ESI/APCI(+): 387 (M+H).
ESI/APCI(-): 385 (M-H).

[Mpumep 140. Ilonmyuenne 1-(6-(2-ruapoxcudTokcn)-1H-urn0mn-3-101)-2-((3-MeTOKCH]EHIIT)aMHHO)-2-
(heHmIITaHOHA.

Cranus 1. K pactBopy 6-ruapokcunnnona (0,645 r, 4,844 mmons) B arietoHe (25 mir) 100aBisiin KapOoHaT
kamus (1,350 r, 9,768 mmons) u stunbpomanerar (1,000 v, 9,018 Mmons). PeakimoHHy0 cMeCh KUTISTHIH C
00paTHBIM XOJOAMIBHUKOM BCIO HOYB. [locie oxnakaeHus 10 KOMHATHOHM TeMIepaTypbl PEakIMOHHYIO CMECh
Ppa30aBIsUIM STHIIALIETATOM M MPOMBIBAIM Bomoil. Pa3sl pasaensu. OpraHnuyeckyio (azy IpOMBIBAIN COJEBBIM
pacTBOpOM, CYIIMJIA Hal cyib(aroM HaTpws, QWIBTPOBAIM M KOHIEHTpUpoBamu. Ouwnctkoit diern-
xpomarorpadueii Ha cuiIMKareje ¢ IpUMEHEHHEeM TpaauenTta sTmianerata (20-50%) B renrtane moirydand 3a-
TPSI3HEHHBIH AUATKUIUPOBAHHBIM MPOIYKTOM JITHI-2-((1 H-uHm07-6-11)OKCH)ameTaT B BUIE PO30BOTO Macia.
DTy cMech UCITOJIb30BAIM Ha Cleaylomiei craauu 6e3 nomoanTenbHol ounctku. ESI/APCI(+): 220 (M+H); 242
(M+Na). ESI/APCI(-): 218 (M-H).

Cramus 2. K cycnensnu ruapuaa jutus amomuaus (0,406 r, 10,97 mmons) B THF, oxmaxaeHHoo# mpu
0°C, mo kamisaM no6asistiu pactBop 3THI-2-((1 H-uHnon-6-um)oken)anerara (HeounieHHsId, 4,844 MMoIIb) B
THF (15 mi) B Teuenue 25 muH. [locne ogHOM HOYM MPU KOMHATHOHN TEMIEpaType PEaKIMOHHYIO CMECh pa3-
0aBISLIM TUATHIOBBIM d¢hupoM U oxnaxaanu 1o 0°C. lobGasmsimm 1M pacTBOp CEerHETOBOI CONM M peaKkIHOH-
HYIO CMECh IIepeMeIInBali P KOMHATHOM TemIeparype B TeueHne 2 4. Pa3sl paznaensum. Opranndeckyio da-
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3y IIPOMBIBAJIM COJIEBBIM PacTBOPOM, CYIIWIIN HaJ CyIb(paToM HaTpus, GuibTpoBaan U KOHIEHTpHpoBaiu. Oun-
CTKOH (hem-xpomarorpadueii Ha cuiMKaresie ¢ IpUMEHeHHWeM rpanaueHTa stwianerara (50-90%) B renTane
nonygamu 0,586 1 (68% 3a 2 cramum) 2-((1H-uHmom-6-mi)oKcH)3TaHOJIA B BHAE PO30OBOTO IIOPOIIKA.
ESI/APCI(+): 178 (M+H); 200 (M+Na). ESI/APCI(-): 176 (M-H). 'H SIMP (DMSO-d¢) & 10,84 (1H, s); 7,39
(1H, d); 7,18 (1H, s); 6,89 (1H, s); 6,66 (1H, d); 6,32 (1H, s), 4,85 (1H, m), 3,98 (2H, m); 3,73 (2H, m).

Cramus 3. 6-(2-((TpeT-ByTHITUMETHICHITHI ) OKCH )3TOKCH )- | H-MHI0T TIoTydany corflacHO OOIIel mporie-
nype N u3 2-((1H-unmon-6-um)oxcu)stanona (0,581 r, 3,279 mmoins), DBU (0,500 mi, 3,350 mmonb) 1 TBDM-
SCI (1,000 T, 6,635 mmons) B THF (12 mi).

Ouncrkoil duren-xpomaTtorpadueil Ha CHIMKareie ¢ IpUMEHEHHEeM TpaaneHTa stunarerara (20-50%) B
renrrane noxyganu 0,757 1 (79%) xemaeMoro coequHEHUs B BHIE po30Boro TBepaoro BemecTBa. ESI/APCI(+):
292 (M+H); 314 (M+Na). ESI/APCI(-): 290 (M-H).

Cramus 4. 1-(6-(2-((tper-Byrungumermincnnmi)okcu)aTokcn)- 1 H-uanomn-3-um)-2-xmnop-2-heHunstanoH
MOJTy4YaJld COTJIacHo o0mer mponenype A u3 6-(2-((Tper-OyTriiauMeTHiIcuiiI)okcr)aTokcn)-1 H-unnona (0,400
T, 1,372 mmons), mapuauaa (0,115 v, 1,422 mmons) 1 a-xnopdenmnanermnxiopuna (0,240 mi, 1,536 MmmoIb)
B ToxyoJie (3,5 mun). [lomyueHHBIH Mocie SKCTparupoBaHUsl OCTATOK OUMIIAIN OCAXKJECHUEM U3 dTUIaleTaTa u
renraHa. JIONOJHUTENBHOM OUUCTKON MepekpucTamnu3anuel u3 stunanerata noryyanu 0,060 r (10%) xenae-
MOTO COEAMHEHHUs B Buae OexeBoro mopomka. OUIbTpaT NEepPEeKPUCTAIUIN3ALMN OYHUIIANN  (Iiemn-
xpomartorpadueii Ha cIIMKareie ¢ MpUMEHeHHeM TpanuenTa stmwianerara (20-80%) B renTane ¢ mMorydeHHEM
0,066 T xemaemoro coenmuaeHus (11%) B Buge po3osoro nopomka. ESI/APCI(+): 444, 446 (M+H); 466, 468
(M+Na). ESI/APCI(-): 442, 444 (M-H).

Cramqus 5. 1-(6-(2-((TpeT-byTunaumetuncumi ) okcn )3Tokcn)- | H-uamnon-3-wmm)-2-((3-metokcude-
HWJT)aMUHO)-2-(DSHUIITAHOH TOyJald coryiacHo obmed mponenype E m3  1-(6-(2-((Tper-OyTrinmumMeTHI-
CHUTHIT) OKCH )9TOKCH )- | H-mH011-3 -1im)-2-x5mop-2-pernndtanona (0,242 r, 0,545 mMmonb) U 3-METOKCHAHHIIMHA
(1,157 mu, 10,344 mmons) B aneroHuTpuie (2,6 min), 00iIy4aeMbIX B MEKPOBOJIHOBOH meun npu 150°C B tede-
Hue 30 muH. OuncTkoii ¢uem-xpomarorpadueli Ha cCHUIMKarene ¢ MPUMEHEHHEM IpaaneHTa sTwianerara (20-
50%) B renrane noxydamu 0,099 r (34%) sxemaemoro coeanHeHus B BuAe OexkeBoro mopouika. ESI/APCI(+):
487 (M+H); 509 (M+Na). ESI/APCI(-): 485 (M-H).

Cramust 6. K pactBopy 1-(6-(2-((Tper-OyTHIANMETHIICHITIIT)OKCH)3TOKCH )-1 H-namon-3-1mm)-2-((3-MeTok-
cudenmn)amuto)-2-pernmtanona (0,099 r, 0,186 mmonp) B quximopmetane (2,75 mi), oxnaxaeHHoMmy 1o 0°C,
nobaBmsi 4H. pacTBOp XJopuaa Bogoponaa B quokcane (0,645 mu, 2,580 mmons). [Tocne 2,5 9 mpu kKOMHATHOH
TEeMIIepaType peakoOHHYI0 CMECh pa30aBIsId AUXJIOPMETAaHOM M MPEBPAIaid B OCHOBAHKE TIPH MOMOIIH 2H.
pactBopa ruapokcunaa Hatpus. ®assl pazgensnn. OpraHudeckyro a3y MpOMBIBAIH BOJIOW M COJIEBBIM PacTBO-
POM, CYIIMIIH HaJa CylIb(paToM HATPHs, QHIBTPOBAIN W KOHIEeHTpupoBanu. OuncTtkoi (uenr-xpomaTtorpadueit
Ha CHJIMKarejie ¢ MpUMEHEHHeM TpanuenTa stunarnerata (50-95%) B renrane noxydamu 0,043 1 (55%)-1-(6-(2-
THAPOKCHITOKCH)-1 H-urmomn-3-ui)-2-((3-MeTokcudenmn)ammno)-2-peHsTaHoHa B BUAE OJKEJNTOrO Macia.
ESI/APCI(+): 417 (M+H); 439 (M+Na); 855 (2M+Na). ESI/APCI(-): 415 (M-H). 'H SIMP (DMSO-d) & 11,92
(1H, s); 8,75 (1H, s); 8,00 (1H, d); 7,63 (1H, d); 7,28 (2H, m); 7,19 (1H, m); 6,92 (3H, m); 6,08 (2H, m); 4,86
(1H, t); 3,98 (2H, t); 3,72 (2H, q); 3,62 (3H, s).

Mpumep 141. Tlomydyenme wMetmi-3-(2-((3-meTokcnudennt)aMuHo)-2-permnanern)- 1 H-ungon-5-kap-
OokcmIiaTa.

Cramus 1. Metun-3-(2-xnop-2-¢penmnanermn)- 1 H-unnon-5-kapOdokcuiar norydany coriacHo o0IeH mpo-
neaype A u3 metui-1H-unmon-5-kap6okcwmmara (2,000 t, 11,42 Mmmounb), mupuauna (0,923 mi, 11,42 Mmons) u
a-xnopdenmnanermwixinopuna (1,676 miu, 11,42 mmons) B Toyosne (30 mur). OcaxIeHHEM OCaika IMOTydaid
0,324 T (9%) xemaemMoro coenwHEHHs B BUAE po30oBoro TBepaoro BemectBa. ESI/APCI(+): 328, 330 (M+H).
ESI/APCI(-): 326, 328 (M-H). 'H SIMP (DMSO-dg) & 12,53 (1H, br. s); 8,87 (1H, s); 8,76 (1H, d); 7,87 (1H, dd);
7,54-7,69 (3H, m); 7,29-7,45 (3H, m); 6,79 (1H, s); 3,88 (3H, s).

Cramus 2. Metnin-3-(2-((3-metokcudenmn)aMmuHo)-2-pennnamnetnn)- | H-uam01-5-kapOOKCHIIAT MMOTyqain
coriacHo obmiew mpouenype E u3 metnn-3-(2-xmop-2-penmnanetun)- 1 H-ungon-5-kapbokcumnara (0,100 T, 0,305
MMOJTb) U 3-metokcuanmmuHa (0,683 mi, 6,101 MMois) B anerorutpuie (1 mir), 00aydaeMbIX B MUKPOBOJTHOBOM
neun nipy 150°C B Teuenue 30 mun. OuncTkoi (hemr-xpomarorpadueii Ha CHIIMKaresie ¢ MpUMEHEHUEM TPaIieHTa
stunanerata (0-100%) B rentase ¢ MOCIeAYIOMIAM OCakIeHUeM u3 dTmianerata momydamu 0,040 r (32%) xenae-
MOT0 coeiuHeHHs B Buze Oenoro TBepaoro Bemectsa. ESI/APCI(+): 415 (M+H). ES/APCI(-): 413 (M-H).

Mpumep  142.  Tlomyuenme  metmin-3-(2-((3-merokcugenmn)amnHo)-2-pernnanermn)-1 H-unnon-5-
KapOOKcHIaTa.

K pactBopy metmin-3-(2-((3-MeTokcudeHm)aMuHo)-2-penmnanetin)- | H-uamon-5-kapookcunara (0,028 r,
0,068 mMonb) B cmecu meranona (0,5 mu) u THF (0,5 mi) nobasnsinn 6H. pactBop ruapokcuna Hatpust (0,250
M1, 1,500 mmons). CMeCh KATIATHIIN ¢ OOPATHBIM XOJIOAMILHUKOM B TE€UEHHE 3 U M KOHIIEHTPUPOBAIN MO CHU-
JKeHHBIM JaBJieHHeM. OCTaTOK pacTBOPSUIM B BOJAC W NOAKHCISUIA |H. pacTBOPOM XJIOPBOAOPOIHOM KHCIIOTHI.
TTony4ennbIit ocagok GUIBTPOBAIH U MPOMBIBATN BOJOH. JlOMOTHUTELHOW 0OYHCTKON TpenapatuBHOi BOXKX
(xomonka XBridge; cmoco6 2) momywanu 0,007 r (22%) 3-(2-((3-meTokcudenmn)aMruHo)-2-penmnaneTi)- 1 H-
HHI0I-5-KapOoonoBoi kuciotel. ESI/APCI(+): 401 (M+H). ESI/APCI(-): 399 (M-H).
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[Mpumep 143. ITonyuenue 2-(2-dpropdenun)-1-(1H-unnon-3-wmm)-2-((3-MeTOKCUEHMIT)aMHHO )9TaHOHA.

Cranus 1. PactBop N-(2-¢TopOen3mmmieH)-3-MeTOKCHaHIIINHA OTy4Yalli IIyTeM HarpeBaHUs pacTBopa 2-
¢dropbenzanpaeruaa (0,105 mi, 0,998 mmons) u 3-metokcunanmmmaa (0,120 mut, 1,068 Mmos) B aTaHome (1 mur)
nipu 60°C B Teuenue 18 4. OO6pa3oBaHre UMHUHA OBUIO KOJMYECTBEHHBIM U PACTBOP HCIIOIH30BAIN O€3 JOTTOJTHA-
tenapHOU ouncTku. ESI/APCI (+): 230 (M+H).

Cramus 2. 2-(2-®ropdennn)- 1-(1H-urmon-3-nm)-2-((3-MeTOKCUPEHIIT)aMHUHO )3TAHOH MOJTYJalld COTJIACHO
obmeit mpouenype L w3 cmecu 3-0eH3MI-5-(2-ruapokrcudTi)-4-metratuaszonmii xiaopuma (0,139 r, 0,515
MMoub) U TpudTHiamuHa (0,100 M, 0,717 mmoine) B atanose (0,5 mi), TpeT-0yTnin-3-gopmwmi-1H-uanon-1-
kapOokcunara (0,272 1, 1,109 mmons) u pactBopa N-(2-¢pTopbensununen)-3-merokcranmnmiaa (0,998 mmons) B
stanoze (1,5 mi), HarpeBaembix pu 60°C B Teuenue 2 cytok. OuncTkol ¢uiem-xpomaTtorpadueit Ha cuIMKare-
Je ¢ mpuMeHeHueM rpagueHTa stuinanerara (0-35%) B renraHe ¢ MocieAyroled OYKMCTKON MpemnapaTUBHOU
B3XX (rxomonka XBridge; crioco6 1) momywanu 0,037 r (10%) skemaeMoro coemuHEeHUs B BUe 0SKEBOTO TBEp-
noro BemectBa. ESI/APCI (+): 375 (M+H). ESI/APCI (-): 373 (M-H).

Mpumep 144. TIlomywenue 1-(5-¢pTop-1-(2-(MeTokcumerokcu)aTrin)-1H-unnon-3-mn)-2-((3-merokcu-
(heHnT)aMuHO)-2-peHIIITaHOHA.

Cramus 1. 2-Ximop-1-(5-prop-1-(2-(MeTokcumeToKcH )aTHI)- 1 H-uHm1071-3-1101)-2-peHIIPTAaHOH  TTOJTydali
coriacHo o0mie nmpouexype M u3 2-xyop-1-(5-prop-1H-urmon-3-nn)-2-pernnsranona (0,200 r, 0,695 MMoIIb),
1-6pom-2-(MeTokcumeTokcr)3tana (0,235 r, 1,390 mmois) u kapOonata xamus (0,288 T, 2,084 mmons) B DMF
(5 mi). PeakunoHHYI0 CMech TMEpeMENINBaIl IPU KOMHATHOM TeMIiepaType B T€UeHHE 4 4 M HarpeBail IpH
60°C B Teuenune 2 4. OuncTko# ¢uren-xpomarorpadueii Ha CHIMKareiie ¢ MpUMEHEHHUEM IpalueHTa dTHarerara
(5-50%) B renrane noxyuamu 0,070 T (27%) xemaemoro coemuHeHus B Buae macia. ESI/APCI(+): 376, 378
(M+H); 398, 400 (M+Na). ESI/APCI(-): 374, 376 (M-H).

Cragus 2. 1-(5-®top-1-(2-(MeTokcumeTokcn)3Tmn)- 1 H-urn07-3-mn)-2-((3-MeToKkcH( eHIIT)aMUHO ) -2 -
(heHMIPTaHOH TOTyYaly coriacHo obmeld npouenype E u3z 2-xmop-1-(5-dprop-1-(2-(meTokcumeroken)atun)-1H-
uHpon-3-mn)-2-penmmTanona (0,070 r, 0,186 mmons), 3-metokcuanmnuna (0,417 mi, 3,711 MMoine) B amero-
autpuie (1 mi), oOmydaeMbIX B MHKPOBONHOBOHW meuu mpu 150°C B Tedenume 15 muH. OuucTkol (rem-
Xpomartorpadueii Ha cHIHMKaresie ¢ IpUMEHEHHEeM rpaguenTa stmwianetara (5-50%) B renrane noxyvanu 0,036 T
(42%) xemaemoro coeaWHEHHs B BHIE KpacHoro TBepmoro BemectBa. ESI/APCI(+): 463 (M+H); 485 (M+H).
ESI/APCI(-): 461 (M-H).

IIpumep 145. Tlonyuenne 1-(5-prop-1-(2-ruapoxcudtin)- 1 H-unmon-3-un)-2-((3-MeToKCUpEHNUIT)aMUHO )-
2-peHMIITAaHOHA.

1-(5-®top-1-(2-(MeTokcuMeToKCH)aTHI)- 1 H-uH100-3-1101) -2 -((3-MeTOKCHU(EeHIIT ) aMUHO ) - 2 -()eHUIIITAHOH
(0,036 1, 0,078 MMoIIB) pacTBOPSUIM B 4 H pacTBOpeE XJIOpHIa Bogopoaa B auokcane (3 mi, 12,00 mmons). Peaxk-
IIMOHHYIO CMECh IepPEMEIINBAIIM P KOMHATHOH TeMneparype B TedeHue 4 4. PeakunoHHylo cMech HeHTpanu-
30BaJI KapOOHATOM KaJiHsl, pa30aBIsuIM STHJIALIETATOM M IPOMBIBAIN Bojod. Da3pl paznensu. OpraHundeckuit
CJIOW CYIIMIIN Haj Cyab(paToM Martus, GuibTpoBaIu U KOHIEHTPUPOBAIN TI0/1 CHIKEHHBIM NaBieHneM. Ouuct-
Ko (iem-xpomarorpadueil Ha CHIMKaresie ¢ IpUMEHEHHEM IpajrenTa sTiianeTara (5-50%) B auxiopmeraHe
¢ mocneayromei ourcTkoi mpenaparuBHoit BOXX (kxomonka XBridge; coco6 1) momyuanu 0,015 t (45%) 1-
(5-¢rop-1-(2-runpoxcuatun)- 1 H-uamon-3-mm)-2-((3-MeTokcudeHwm1)aMiuHo )-2-QeHWITAHOHA B BUAE 0€JI0TO
tBepaoro BemiectBa. ESI/APCI(+): 419 (M+H); 441 (M+Na). ESI/APCI(-): 417 (M-H).

IMpumep 146. Tlonydenne 2-((3,5-numerokcudenmn)amMuo)-1-(1-(2-(meTokcumerokcn)atun)- 1 H-urmon-
3-un)-2-peHnm TaHoHA.

Cragus 1. 2-Xmop-1-(1-(2-(MmeTokcumeTokcn)aTin)- 1 H-uamom-3-mn)-2-(heHUIITAHOH TOTYYalid COTIACHO
obmert mporenype M u3 2-xnop-1-(1H-ungon-3-mn)-2-gpernmmstanona (0,300 r, 1,112 mmons), 1-6pom-2-
(Merokcumerokcu)atana (0,375 T, 2,218 mmonb) u kapoonara kamus (0,461 r, 3,336 mmoins) B DMF (5 mi). Pe-
aKIMOHHYIO CMECh MEpEeMEINBaIN IPU KOMHATHON TeMIeparype B TeueHue 4 4 u Harpesayiu npu 60°C B Teue-
Hue 3 4. OuncTtkoli Quem-xpomaTorpadueii Ha CHIIHKarene ¢ IpUMEHEHHEM TpaarenTa stunanerara (15-70%) B
renrane nmoiydanu 0,144 r (36%) xemaemoro coenuHenus B Bune Macia. ESI/APCI(+): 358, 360 (M+H); 380,
382 (M+Na). ESI/APCI(-): 356, 358 (M-H).

Cramus 2. 2-((3,5-Jumertoxcudenmn)amMuno)- 1-(1-(2-(MmeTokcumeTokcH )3tin)- | H-uanon-3-mm)-2-¢e-
HUJITAHOH TMOJyJalid coriacHo obmieit nponenype E u3 2-xmop-1-(1-(2-(MeTokcumeTokcn )atun)- 1 H-uamon-3-
nn)-2-pernmatanona (0,070 T, 0,196 mmoinsp), 3,5-mumerokcuanwmwmmaa (0,300 1, 1,958 MMonb) B aneTOHUTpHIIE
(1 mu), oGmygaeMbIx B MUKpoBOIHOBOH meun nipu 130°C B Tedenue 15 muH. Ounctkolt diem-xpomarorpapuei
Ha CHJIMKareJe ¢ MpuMEHeHUEM TpanuenTa stiinanetara (5-50%) B renrane nmoxydamn 0,038 r (41%) sxemaemoro
coenuHeHus B Bue OexxeBoro TBepaoro semectBa. ESI/APCI(+): 463 (M+H); 485 (M+H). ESI/APCI(-): 461
(M-H).

Mpumep 147. Ilomyuyenne 2-((3,5-mumeroxcudenun)amuno)-1-(1-(2-rugpoxcnstiin)-1H-unnon-3-ni)-2-
(heHmIITaHOHA.

2-((3,5-Anmeroxcudennn)amMuto)-1-(1-(2-(Mmerokcumeroken)atin)- 1 H-unmon-3-ni)-2-penunsraHon
(0,036 T, 0,079 MMoITB) pacTBOPSUIM B 4 H pacTBOpe XJIOpHIa Bogopoa B auokcane (3 mi, 12,00 mmons). Peak-
IIHOHHYIO CMECh ITepEeMEIINBajIi P KOMHATHOW TeMmepaType B TedeHue 4 4. PeakunoHHyr0 cMech HeHTpatn-
30BaM KapOOHATOM Kauusl, pa30aBIsUId STUIIANETATOM M MPOMBIBAIH BoMo. Pazbl pasmermsumi. OpraHudecKui
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CJIOW CYIIMIIN Haj Cyab(paToM Maraus, GribTpoBaId U KOHIEHTPUPOBAIN IO/ CHIXKEHHBIM JaBieHneM. Ouuct-
Ko# (reni-xpomarorpadueii Ha CHITUKareie ¢ IPUMEHEHUEM TpaaueHTa dTunanerata (2-40%) B quxiopMeTaHe
¢ mocneayromei ourcTkoi mpenapatuBHoit BOXX (kxomonka XBridge; coco6 1) momyuanmu 0,005  (15%) 2-
((3,5-mumetokcudennn)amuno )- 1 -(1-(2-ruapokcndTin)- 1 H-uamon-3-uin)-2-peHmmTaHOH B BHIlE OIIOTO TBEp-
noro BemecTtBa. ESI/APCI(+): 431 (M+H).

[Tpumep 148. Tonyuenne 2-(4-propdennn)-1-(1 H-urmon-3-un)-2-((3-MeToOKCUPEHIIT)aMHUHO )dTaHOHA.

Cramus 1. PactBop N-(4-hropOeH3nmmieH)-3-MEeTOKCHaHUIMHA B dTAHOJIE MTOJIYYald MyTeM HarpeBaHUs
pactBopa 4-propoenzanpaeruna (0,156 r, 1,257 mmons) u 3-meroxcuanmnuna (0,140 M, 1,253 Mmons) B 3Ta-
Houe (0,5 mir) ipu 60°C B Teuenune 18 u. O6pa3zoBaHNe UMHHA OBLIO KOJIMYECTBEHHBIM U PAaCTBOP MCIOJIB30BAIIH
6e3 nonosnauTensHOM ounctku. ESI/APCI (+): 230 (M+H).

Cranus 2. 2-(4-dropdenmn)-1-(1H-ungon-3-um)-2-((3-MeToKCH]pEHMIT)aMIUHO)ITAHOH TI0JIy4Yalli COTJIACHO
obmreit mpouenype K u3 cmecu 3-0eH3mi-5-(2-ruapokcuITiIN)-4-MeTmntra3on-3-uid ximopuna (0,170 r, 0,630
mmoinb) u tpraTminamuna (0,100 mi, 0,717 mmons) B ataHone (0,5 mun), Tper-Oytun-3-dpopmui-1H-unnon-1-
kap6okcunara (0,350 T, 1,136 mmons) u pactBopa N-(4-¢pTopbensununeH)-3-mMmeTokcrnanmnmaa (1,253 Mmons) B
aranone (1,5 mi), HarpeBaeMbix pu 60°C B Teuenue 4 cytok. Ounctkoit drenr-xpomaTtorpadueid Ha criTUKare-
Jie ¢ mpuMeHeHneM TpaauenTta stmwianetara (0-50%) B renrane momydanu 0,120 r (26%) xemaemoro coenuHe-
HUS B BUE KenToro TBepaoro coeauaenns. ESI/APCI(+): 375 (M+H).

IMpumep 149. Tlomyuenue 1-(6-xmop-1H-unmon-3-1mm)-2-(mmunasol1,2-a]Jnupuaua-2-mr)-2-((3-MeTokcH-
(heHnIT)aMHUHO )ITaHOHA.

1-(6-Xnop-1H-unn0a-3-mn)-2-(mmunazo| 1,2-a]JnupuauH-2-wmn)-2-((3-MeTokc () eHII )aMHHO )3TAHOH  TTOTY-
yanu corylacHo oOmei mpouenype K u3 cmecu 3-0eH3mi-5-(2-ruapoKcHa T )-4-MEeTHIITHA30J-3-0il XJIopuia
(0,156 1, 0,542 mmounb) u TpudTHIamuHa (0,100 Mit, 0,717 MMons) B 3tanone (0,5 M), TpeT-OyTHI-6-X10p-3-
¢opmmi-1H-nnnon-1-kapbokcunara (0,319 r, 1,140 mmomns) m pacrtBopa N-(nmunaso[l,2-alnupuaun-2-
wiIMeTHIIeH)-3-MeTokcuanmnuaa (1,068 mMoie) B atanone (1,5 mur), HarpeBaembix mpu 60°C B TeueHue 18 .
Ouncrkoii Quen-xpomarorpadueli Ha CHIIMKareje ¢ IpUMeHeHneM rpaanenTa stuianerata (0-70%) B renraHe
C TIOCIEAYIOMMM OCaXIECHHUEM M3 dTIianeraTa u renrada nomydanu 0,052 r (11%) skexaeMoro coemquHEeHUS B
Buze 6enoro tBepaoro Bemectsa. ESI/APCI(+): 431, 433 (M+H). ESI/APCI(-): 429, 431 (M-H).

IIpumep 150. Tlonyuenne 1-(5-dprop-1H-uan0m-3-m1)-2-((3-MeToKCH(EHIIT)aMUHO )-2 -(TUPUANH-3 -1 )3Ta-
HOHA.

1-(5-®Top-1H-unn0ma-3-1mm)-2-((3-meTokcudeHnT)aMuHO ) -2 -(MMUPUIUH-3-U1)ITAaHOH TIONyYall COTJIACHO
obmeit mponenype K n3 cmecu 3-0eH3un-5-(2-ruapokcudTii)-4-metmntraszon-3-uid xnopuaa (0,067 r, 0,248
mMounb) u tpudTHinamuna (0,035 mi, 0,252 mMmons) B stanosie (0,37 min), Tper-Oytun-5-drop-3-dpopmmi-1H-
uH01-1-kap6okcunara (0,158 1, 0,600 mMMmons) u pactBopa 3-MeTOKCH-N-(IMTUPUANH-3-UIMETHIICH )aHUIMHA
(0,499 mmozp) B aTanone (0,75 mi), HarpeBaembix pu 70°C B Teuenue 20 4. Ounctkoii ¢urem-xpomaTorpaduei
Ha CWJIMKarejie ¢ MpuMeHeHueM rpaauenTa stiiianerata (0-100%) B rentane ¢ mocieayromei nepekprcTaum-
3anued u3 sTHianerata u renrana nomydanu 0,036 T (19%) xemaemoro coenuHEHHs B BHIE OEJIOr0 TBEPIOTO
BemectBa. ESI/APCI(+): 376 (M+H); 398 (M+Na). ESI/APCI(-): 374 (M-H).

Ipumep 151. Tlomyuenuwe 1-(6-drTop-1H-unmon-3-mn)-2-((3-MeToKCHpEeHMIT)aMUHO )-2-(TUPHUTAH-3 -
WIJT)9TaHOHA.

1-(6-®Top-1H-unn0ma-3-1mm)-2-((3-meTokcudeHT)aMUHO ) -2 -(MMAPUIUH-3-WT)ITAHOH TIONydYall COTJIACHO
obmeit mponenype K u3 cmecu 3-0eH3un-5-(2-ruapokcudTiin)-4-Metmntruaszon-3-uid xnopuaa (0,067 r, 0,248
MMoub) U TpudTHiIamuHa (0,035 i, 0,252 mmois) B atanose (0,37 mi), Tper-0yTmi-6-¢rop-3-hopmr-1H-
uH101-1-kap6okcunara (0,158 1, 0,600 mMmone) u pactBopa 3-MeTOKCH-N-(IMTUPUANH-3-UIMETHIICH )aHIIMHA
(0,499 mmoip) B aTanone (0,75 mi), HarpeBaembix pu 70°C B Teuenue 20 4. Ounctkoii ¢urem-xpomaTorpaduei
Ha CWJIMKaresie ¢ MpuMeHeHueM rpaauenTa stuinanerata (0-100%) B rentane ¢ mocieayromei nepekprcTaum-
3anuel n3 aTuianeTara u renrana noaydanu 0,045 r (24%) xemaeMoro COeAMHEHUs B BUAE JKEITOTO TBEPIOTO
coenunenus. ESI/APCI(+): 376 (M+H); 398 (M+Na). ESI/APCI(-): 374 (M-H).

[Mpumep 152. Iomyyenue 1-(7-dprop-1H-unmon-3-mn)-2-((3-mMeTokcudeHnn)aMmuHo)-2-(TUPUIUH-3-H1)3Ta-
HOHA.

Cramus 1. CuHTe3 mpoBoawd, kak omucano B WO 2009/015067. K pactsopy DMF (0,600 min, 7,749
MMOJIb) B JuXJIOpMeTaHe (2 mir), oxiakiaeHHoOMY npu -15°C, mo kamiasMm A00aBsuM okcuxyopun docdopa
(0,350 mm, 3,748 mmoub). Yepe3 15 mun npu -15°C mopumonHo mobasnsumu 7-¢propunnon (0,497 t, 3,678
MMOJIB). 3aTeM pPEaKIMOHHYI0 CMECh OCTABIISUIM HAarpeBaThCS A0 KOMHATHOW TeMITEpaTyphl M MEepeMeIInBaIN
TP KOMHATHOW TeMIIepaType BCIO HOYb. PeaknnoHHyI0 CMech MpeBpamaii B OCHOBaHHE MIPH MTOMOIIH 1H. pac-
TBOpa I'MJpPOKcHAa HaTpus a0 3HadeHus pH 8 u skcTparuposanu sTrinaneratoM. BogHyto a3y skcTparupoBanu
STHJIALIETATOM U CMECHIO METaHoja B auxjiopMmerane. Opranndeckue ¢assl 00BbEIUHSIIN, TPOMBIBATIH COJICBBIM
pacTBOpOM, CYyLIMIM HaJl CyJb(aToM MaruHus, GUILTPOBAIN ¥ KOHIIEHTPUPOBAIIH 1101 CHHKEHHBIM JJaBJICHUEM C
nonydenueM 0,078 T sxenroro TBepaoro BemiecTBa. Yepes 24 4 ocalok B BOJAHOH (haze GpUIbTpoBamy ¢ MOTyde-
HueM 0,264 r Oenoro TBeporo BemecTsa. PUIBTPAT NpeBpaliaii B OCHOBaHHE NP IIOMOIIY 1 H. pacTBOpa ruji-
pokcuza Hatpus no 3HadeHus pH 12 u sxcTparupoBanu stminaneratoM. Opranndeckyio a3y NpOMBIBAIH COJIe-
BBIM PAacTBOPOM, CYIIMIN HaJ CyiIb(paToM MarHus, GUIBTPOBAIN U KOHICHTPUPOBAIH IOl CHI)KEHHBIM J1aBJIe-
HUEeM ¢ nosrydaenreM 0,290 T KenToro TBEpAOro BemecTBa. TpH TBEpBIX BEIIECTBa CMEIINBAIIH, TIOTJIOIATN Ha
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CHJIMKarejie M OYMINaIy Quem-xpoMaTorpadueil Ha cuimkareie ¢ npumenenneM 40% sTuianerara B rentaHe B
KadecTBe umtoeHTa ¢ nomydennem 0,485 r (81%) 7-drop-1H-nnnomn-3-kapbanpaerina B Buie po3oBOro TBEpPIO-
ro BemecTBa. ESI/APCI(+): 164 (M+H). ESI/APCI(-): 162 (M-H).

Cramus 2. Tper-bytuin-7-¢prop-3-hopmmn-1H-unmon-1-kapOokcumar moiqydaid corjlacHO oOImiei mporiie-
nype F u3 7-prop-1H-urmon-3-kapbansaeruna (0,485 r, 2,973 mMmoins), au-tper-Oytrinankapoonara (0,780 T,
3,574 mmone) 1 DMAP (0,046 1, 0,377 mmois) B antetoHuTpuiie (9 mu) ¢ norydenuem 0,687 1 (88%) sxemaemo-
TO COCAMHEHHS B BHJC OCIKEBOTO TBEPJOTO BEIICCTBA. 'H aMP (DMSO-d¢) ¢ 10,08 (1H, s); 8,77 (1H, s); 8,01
(1H, d); 7,25-7,43 (2H, m); 1,64 (9H, s).

Cramus 3. 1-(7-®@rtop-1H-unnon-3-mm)-2-((3-metokcudeHnn)aMuHo )-2-(MIPUAUH-3-UT)ITAaHOH TOJTydau
coriacHo obmieit nponenype K u3 cmecu 3-6eH3mI-5-(2-rHAPOKCHITHN )-4-MeTHATHA30J1-3-ui xmopuaa (0,067 r,
0,248 mmonb) u TpudTHIaMuHa (0,035 M, 0,252 mMoins) B aTanone (0,37 mi), Tper-0yTui-7-¢pTop-3-popmu-
1H-unpnon-1-kap6okcumnara (0,158 r, 0,600 MMob) 1 pacTBopa 3-MeTOKCH-N-(TTUPUANH-3-UIMETHIICH )JaHIIMHA
(0,499 mmozp) B aTanone (0,75 mi), HarpeBaembix pu 70°C B Teuenue 20 4. Ounctkoii ¢urem-xpomaTorpaduei
Ha CWJIMKarejie ¢ MpuMeHeHueM rpaauenTa striianerata (0-100%) B rentane ¢ mocieayromei nepekprcTaum-
3anuedt u3 stmianerara u renrana momydand 0,033 r (18%) jkemaeMoro coeMHEHUS B BHJIE OEIOr0 MOPOIIKA.
ESI/APCI(+): 376 (M+H); 398 (M+Na). ESI/APCI(-): 374 (M-H).

IMpumep 153. Tlomydenwne 1-(5-dpTop-1H-unmon-3-mn)-2-((3-MeTokcupeHm)aMuHO )-2-(6-METOKCUTTUPH-
JINH-3-MT)3TaHOHA.

1-(5-®Top-1H-nnn0ma-3-mm)-2-((3-meTokcudeHn ) aMuHO )-2-(6-ME TOKCUITUPUANH-3-WT)9TAaHOH  ITOJTYJaId
coriacHo obmieit nponenype K u3 cmecu 3-6eH3mI-5-(2-rHAPOKCHITHN )-4-MeTHATHA30J1-3-ui xmopuaa (0,034 r,
0,125 mmoup) u TpraTHiIamuaa (0,013 Mur, 0,093 mmons) B aTanone (0,25 M), Tpet-0yTui-S-drop-3-dopmu-
1H-unpnon-1-kapbokcumnara (0,066 r, 0,251 mmonb) u pactBopa 3-MeTOKCH-N-((6-METOKCUIMPHIMH-3-
wn)MetwieH)anununa (0,248 mMons) B atanosne (0,25 mur), HarpeBaembix npu 70°C B Tedenue 24 4. OuncTkoi
¢em-xpomarorpadueil Ha cuIMKaresie ¢ IpUMeHeHneM rpaaueHTa stmianerara (0-100%) B renrane ¢ moce-
JYIOIIEH TepeKpUCTaLTU3aIel U3 Tmianetara U renrana nonydanu 0,004 r (4%) xemnaeMoro COCAMHCHUS B
Buze OexeBoro TBepaoro Bemectsa. ESI/APCI(+): 406 (M+H). ESI/APCI(-): 404 (M-H).

[pumep 154. Ilomyuyenne 1-(7-drop-1H-unmon-3-nm)-2-((3-meToxcupeHnIT)aMHHO)-2~(6-METOKCHUIIH-
PUAMH-3-HJT)3TaHOHA.

1-(7-®@rop-1H-unnomn-3-mm)-2-((3-metokcudeHn ) aMuHO )-2-(6-ME TOKCUTTUPUANH-3-WT)9TAHOH  ITOJTYJaTd
coriacHo obmieit nponenype K u3 cmecu 3-6eH3mI-5-(2-rHAPOKCHITHN )-4-MeTHATHA30J1-3-uit xmopuzaa (0,034 r,
0,125 mmoup) u TpraTHiamuaa (0,013 Mur, 0,093 mmons) B aTanone (0,25 M), Tper-0yTuin-7-grop-3-hopmu-
1H-unnon-1-kapbokcunara (0,066 r, 0,251 mmoms) W pactBopa 3-MeTOKCH-N-((6-METOKCHITUPHUINH-3-
nn)Merwier)anwaa (0,248 MmMob) B atanose (0,25 mur), HarpeBaeMbix nipu 70°C B Tedenne 24 4. O4ucTkoi
¢em-xpomarorpadueil Ha cuIMKaresie ¢ IpUMeHeHneM rpaaueHTa stmianerara (0-100%) B renrane ¢ moce-
JYIOIIEH TepeKpUcTaLTU3aIel U3 Tmianetara U renrana noxydanu 0,005 r (5%) xemaeMoro coeiMHCHUS B
Buze OexeBoro TBepaoro Bemectsa. ESI/APCI(+): 406 (M+H). ESI/APCI(-): 404 (M-H).

[Mpumep 155. Momyuenne 2-((3,5-mumerokcudenmn)aMuto)-1-(5-¢prop-1-(3-ruapokcunponn)- 1 H-uamon-
3-mi)-2-(peHnIITaHoHa.

Cramus 1. 2-Xnop-1-(5-¢pTop-1-(3-ruapokcurnponun)- 1 H-uamon-3-ni)-2-GeHnn3TaHoH MoTydalid coriac-
HO obmemy crocody M u3 2-xmnop-1-(5-prop-1H-unmon-3-un)-2-peammtanona (0,200 r, 0,695 mmons), 3-
opommpornan-1-oma (0,193 1, 1,389 mmons) u kap6onata kamus (0,192 r, 1,389 mmoinb) B DMF (5 mu). Peaknu-
OHHYIO CMECh TIEpEeMEIINBAIN TP KOMHATHON TeMIepaType Bcio HOub. OuucTKoi ¢uent-xpomarorpadueii Ha
CUJIMKarejie ¢ IpUMEHEHHEeM TpaauenTa stmianerata (2-40%) B nuxmopmerane momydanu 0,219 1 (91%) xe-
JTA€MOTO0 COeIMHEHUs B Bue kopuaHeBoro Macia. ESI/APCI(+): 346, 348 (M+H); 368, 370 (M+Na).

Cramus 2. 2~((3,5-Aumerokcudennn)amuHo)-1-(5-dprop-1-(3-runpoxcunpornwn)- 1 H-ungon-3-um)-2-
(eHMIITaHOH TONMy4anu corjacHo obmei mnpoueaype E u3 2-ximop-1-(5-¢rTop-1-(3-runpokcunpormn)-1H-
uHpon-3-mn)-2-penmmTanona (0,125 r, 0,361 mmois), 3,5-mumerokcuanmmmna (0,554 r, 3,617 MMoib) B ate-
tonutpuie (1 mir), obaydyaeMbIX B MHUKpoBOJIHOBOH meun mpu 130°C B Tewenue 15 muH. Oumcrtkoii ¢uem-
XpoMmartorpadueil Ha CHJIMKarelie ¢ MpUMEHCHHEM rpaaneHTa stwianerara (2-40%) B AuXJIOpMeETaHe ¢ Imocie-
Jylomeil BTopoil ouucTkoi ¢uiemn-xpomaTtorpadueil Ha CHIMKareje ¢ NMPUMEHEHHEM TIpajHeHTa STHianeTara
(30-100%) B renrtane momydaimu 0,032 r (19%) kemaemoro mpoaykTa B BuAE O€IOro TBEPAOrO BEIIECTBA.
ESI/APCI(+): 463 (M+H).

IMpumep 156. Tlomyuenue 1-(6-prop-1H-uamOMI-3-111)-2-((5-METOKCUTTHPHUINH-3-HJT)aMHHO )-2-PEHUIT-
STaHOHA.

1-(6-®Top-1H-unn0m1-3-1m1)-2-((5-METOKCUTTUPUINH-3 -1JT)aMHUHO )-2-(PSHIIDTAHOH ~ TTOJIyJalldl  COTJIACHO
obmrert mpoueaype K w3 cmecu 3-6eH3mi-5-(2-ruapokcudTin)-4-Metunrtuazon-3-uit xmopuaa (0,067 r, 250
MMoub) 1 TpuaTwiiamuHa (0,035 mu, 0,250 mMois) B aTanose (1 mi), Tper-0ytnn-6-grop-3-hopmui-1H-unmon-
1-kap6okcunara (0,132 r, 0,500 mmonb) m pactBopa N-OeH3MIHICH-5-MeTOKCUnUpuauH-3-amuHa (0,500
MMoIb) B 9TaHoje (1 mi), HarpeBaeMbix ripu 70°C B Teuenue 18 u. Ouncrtkolt ¢uem-xpomaTorpadueil Ha cuIn-
Kareyie c NMpUMeHeHHeM TpagueHTa MeraHosa (1-10%) B AuXIOpMETaHe ¢ MOCIEAYIOUIMM OCAXICHUEM U3 JIU-
xnopmerana mnonydann 0,017 r (9%) >xemaemoro coequHeHHsT B BUAE OEXKEBOrO TBEPJOrO BEIIECTBA.
ESI/APCI(+): 376 (M+H). ESI/APCI(-): 374 (M-H).
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Mpumep 157. Tlomywenume 1-(1H-unnon-3-wmm)-2-(6-meTokcHUpuaANH-3-1)-2-((5-MEeTOKCUITUPHUIUH-3 -
WJT1)aMHHO )9TaHOHA.

Cramus 1. Cmech 6-metokcumaukotuHanbpaeruna (0,137 r, 0,999 MMmonb) U 5-MeTOKCHITUPUANH-3-aMUHa
(0,124 wmr; 0,999 mmons) B aTa”oie (1,5 mim) HarpeBanm npu 60°C B TedeHue 6 4. PeakIMOHHYIO0 cMeCh KOHIICH-
TPUPOBAIH TIOJ] CHUKCHHBIM JIaBJICHHEM W CYIIWIN 10 BaKyyMOM HaJ okcuaoM ¢ocdopa (V) ¢ momydeHruem B
KOJIMYECTBEHHOM OTHOIICHHH S5-MeTOKCH-N-((6-METOKCUTTMPUINH-3-1)METHIICH )TUPUINH-3-aMHHA, KOTOPBIH
WCTIONIb30BaJIN 0€3 JOTIOTHATEIHLHON OUNCTKY Ha crieaytomei ctanuu. ESI/APCI (+): 244 (M+H).

Cramus 2. 1-(1H-Uum0a-3-mm)-2-(6-MeTOKCHITUPUIANH-3 -1 )-2-((5-METOKCUTTUPUINH-3 -FJT)aMHUHO )3TAaHOH
MOJYYaliu coryacHo obmieit mporenype K u3 cmecu 3-0eH3MI-5-(2-THAPOKCUITII )-4-METHITHA30I-3-UH XJIOPH-
na (0,134 r, 0,500 mmounb) 1 TpuaTIiiamuHa (0,069 mi, 0,496 MMmoip) B aTaHose (2 M), TpeT-0yTHiI-3-hopMui-
1H-unpnon-1-kapbokcunara (0,245 r, 0,999 wmmons) u pactBopa 5S-meTokcH-N-((6-METOKCHIHMPHIWH-3-
WI)MeTHIeH)mupuanH-3-amuHa (0,999 Mmons) B atanoine (1 mi), HarpeBaembix mpu 70°C B Teyenue 18 4. Oun-
CTKOH (hrenr-xpomarorpadueil Ha CHIMKaresie ¢ MpUMEHEHHeM rpaanenTa meranona (1-15%) B quxiopmerane ¢
MOCJICAYIONIMMHI OCKICHUSIMHA M3 JTUITHIOBOrO d¢upa U anxiopmerana mnoxydanu 0,025 r (6%) xemaemoro
coenrHeHUs B BUe OexeBoro TBepaoro Bemiectsa. ESI/APCI(+): 389 (M+H). ESI/APCI(-): 387 (M-H).

IMpumep 158. Tlomyuenne 4-(2-(1H-unnon-3-wmm)-1-((5-MeTOKCHITUPUANH-3-1T)aMHUHO )-2-0KCOITHIT)OCH-
30HUTPHIIA.

Cramus 1. Cmecw 4-dpopmunbdenzonutpuna (0,131 1, 0,999 Mmmoinb) u 5S-merokcunupuauH-3-amuna (0,124
Mr; 0,999 mmons) B atanone (1,5 mu) HarpeBanu nipu 60°C B Tedenue 6 4. PeakiimoHHYI0 CMeCh KOHIIEHTPHUPO-
BaJIM TI0JT CHUYKCHHBIM JABJICHHEM U CYIIHMJIU MOJ BAKyyMOM Hall okcunoM ¢ocdopa (V) ¢ mosrydeHneM B KOJIN-
YECTBEHHOM OTHOMICHUHU 4-(((5-METOKCUNUPHUIUH-3-MT)UMHHO )METHIT)OCH30HUTPHIIA, KOTOPBIH HCIOIb30BaIH
0e3 IOMoIHUTENFHON ounCcTKY Ha cienytommeit craqun. ESI/APCI (+): 238 (M+H).

Cramus 2. 4-(2-(1H-WMnpon-3-ni)-1-((5-MeToKCHITUPUANH-3-1IT)aMUHO )-2-0KCOITHIT)OEH30HUTPHI  TTOJTY-
yanu corylacHo oOmei npouenype K u3 cmecu 3-0eH3mi-5-(2-ruapoKcua T )-4-METHIITHA30I-3-0i XJIopuia
(0,134 1, 0,500 mmomnb) 1 TpuaTHIaMuHa (0,069 M, 0,496 MMois) B aTanoue (2 Mir), TpeT-0yTHi-3-popmmi-1H-
nHao7a-1-kapbokcumara (0,245 1, 0,999 wmmoms) u  pactBopa  4-(((5-METOKCHTTUPUINH-3-WIT)UIMUHO )ME-
tin)oen3zonuTpria (0,999 mmons) B atanone (1 mi), HarpeBaeMbix rpu 70°C B Teuenne 18 4. Ouuctkoit ¢urerni-
xpomarorpadueil Ha cuIMKarene ¢ MpUMEHEHHEM TpaaneHTa MeTanona (1-7%) B muxiopMmeTaHe ¢ MOCIeIyIo-
UM OCaKICHWEM M3 IATIIIoBoro >¢upa momywanu 0,132 r (34%) xemaeMoro coemTuHEHHS B BUIE OeIoro
tBepaoro BeniectBa. ESI/APCI(+): 383 (M+H). ESI/APCI(-): 381 (M-H).

IIpumep 159. Tonyuenne 1-(6enzo[b]rroden-3-mr)-2-((3-MmeTokcudeHmnT)aMiHo )-2-peHIIITaHOHA.

Cramus 1. K pactBopy tuanadrena (0,300 r, 2,235 mmons) n denmnanermxmopuga (0,300 mi, 2,266
MMOJIB) B nuxyopatane (5 mu), oxiaxiaeHHoMmy npu 0°C, B Tedenne 2 4 100aBIsUTM MOPUUOHHO TPUXJIIOPUA
amomunus (0,894 r, 6,705 MMouts). 3aTeM peakIMOHHYIO cMeCh IepeMEIINBaIi P KOMHATHOH TeMIeparype
BCIO HOYb. JloOaBmsiin 1M pacTBOp CErHETOBOM COJIM U PEaKIMOHHYIO CMECh NEPEMENIMBAIN NP KOMHATHOH
Temriepatype B Tedenue 1 4. ®asbr paspensim. Opranndeckyro (a3y MpoMbIBaIM BOJOW U COJIEBBIM PAaCTBOPOM,
CyIIMIN HaJ cynb(haToM HATpUs, (GUIBTPOBANIN W KOHIEHTPUPOBAIH I0J] CHIKEHHBIM JaBiieHHeM. OYnCTKOH
(em-xpomarorpadueil Ha cuMKareie ¢ MpUMEHEHHEM TpanuenTta auxiopmerana (30-90%) B renraHe moiry-
gamu 0,239 r (42%) 1-(6en3o[b]rnoden-3-un)-2-¢peHmIITaHOHa B BHAEC OEIOTO TBEPAOTO BEIIECTBA.
ESI/APCI(+): 253 (M+H); 275 (M+Na). ESI/APCI(-): 251 (M-H). 'H SIMP (CDCl;) & 8,78 (1H, d); 8,37 (1H,
s); 7,85 (1H, d); 7,5-7,2 (7TH, m); 4,30 (2H, s).

Cramus 2. 1-(benzo[b]troden-3-nm)-2-6poM-2-HeHMIITAHOH TIOTYJaTH COTJIACHO ONMMCAHHBIM B HACTOS-
eM IOKyMEHTE 2 pa3IUdHbIM MpoIieIypaM Kak crmocod A u crmocob B.

Criocob A.

K pactBopy 1-(6en30[b]rnoden-3-mn)-2-penmmranona (0,100 T, 0,396 mmons) B THF (4 M), oxmaxieH-
Homy 10 0°C, mo kamisiM 100aBisutd pacTBop (eHmITpuMeTmiaMmmMonnii Tpudpomuna (0,171 r, 0,455 mMons) B
THF (5 mi). Peakionnyto cmecs nepememuBany npu 0°C B TeueHue 15 MUH U IpU KOMHATHOU TeMIIepaType B
TeueHne 1 4. PeakuuoHHyI0 cMmech (WIBTPOBAINM M TBEPJAOE BEIIECTBO NMPOMBIBAIH JUITHIOBBIM 3()UPOM.
OunbTpaT KOHIEHTPUPOBAIH T10]T CHIDKCHHBIM AaBieHHueM. OCTaTOK pacTBOPSUIM B AMXJIOPMETaHE M IPOMBIBa-
mu Bonod. Pasbl pasgensim. Opranudeckyro (aszy NMpoMbIBaJi BOJOWH M COJIEBBIM PAacTBOPOM, CYIIMIN Hal
cynmb(haToM HaTpus, (QUIBTPOBATM W KOHIEHTPHPOBAIM TOJ CHW)KCHHBIM HaBieHHeM. OYHUCTKOW Qiem-
xpomarorpadueii Ha cuiIHMKareine ¢ NMPUMEHEHHEeM rpaaueHTa auxiopmerana (20-80%) B remraHe moirydain
0,114 r cmecu, conmepxamieit 1-(6eHzo[b]troden-3-mn)-2-6pomM-2-PeHIUIITAHOH B BUAEC KOPUIHEBOTO Macia.
ESI/APCI(+): 331,333 (M+H). 'H SIMP (DMSO-dg) 8 9,27 (1H, s); 8,61 (1H, d); 8,11 (1H, d); 7,7-7,1 (7H, m);
7,17 (1H, s) (80% uucToTHI).

Crioco6 B.

K pactBopy 1-(6en3o[b]tnoden-3-un)-2-penmmranona (0,108 r, 0,428 MMois) B dTHIIanieTare (2 M) 10-
6apmsun Opomua memu (I11) (0,162 1, 0,725 MMoib). PeakmoHHYI0 CMECh KHITATHIIA C OOPaTHBIM XOJOAHIbHH-
KoM B TeueHue 2,5 4. [Tociie oxnakaeHus: 10 KOMHATHOW TEMIIepaTyphbl peakKIMOHHYIO CMECh Pa30aBIIsLTH 3THII-
aleTaToM W NpoMbIBaiy Bojgod. Pa3bl pasmensui. Opranndeckyio a3y IpOMBIBAIN COJIEBBIM PACTBOPOM, CY-
MWK HajJ cynb(haroM HATpHsl, QUIBTPOBAIM M KOHIECHTPUPOBAIM IOJ] CHW)KEHHBIM naBiieHMeM. OUYMCTKOM
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¢em-xpomarorpadueil Ha cuiMKarese ¢ NpUMEHEHHEeM rpaaueHTa quxiopMerana (30-80%) B renraHe moy-
yamu 0,102 r cMmecn, conepxamei 1-(6eHzo[b]trnoden-3-mi)-2-6poM-2-peHnnaTaHon (¢ Takoil ke YUCTOTOH,
Kak B crioco0e A) B BHJIe KOPHYHEBOTO Maca.

Cramus 3. 1-(benso[b]tnoden-3-mum)-2-((3-MeToxcupeHmIT)aMuHO)-2-PEHUIITAHOH MOJydaad COTIIACHO
obmeit mponenype C m3 1-(6enzo[b]rnoden-3-mn)-2-6pom-2-permmrtanona (0,050 r, 0,151 mmomns), DIPEA
(0,052 m, 0,298 mmoib) 1 3-meTokcuanuauHa (0,034 M, 0,303 MMoIb) B arieToHUTpHUIIE (2 M), 00TydaeMBbIX B
MukpoBosiHOBoH meuu mipu 200°C B Tedenne 30 muH. Ounctkolt dnemr-xpomaTtorpadueii Ha CHITUKareye ¢ mpu-
MeHeHHeM Trpanuenta osTuianerata (10-50%) B remraHe ¢ mociexyromed BTOPOH OYHCTKOHM  durerm-
xpomarorpadueii Ha cuIHMKarele ¢ MPUMEHEHHEM rpaaueHTa auxiopmerana (20-90%) B remraHe moirydain
0,029 1 (44% 3a ABe CTaauM) KEIAeMOro MPOAyKTa B Buae xkentoro macna. ESI/APCI(+): 374 (M+H); 396
(M+Na). ESI/APCI(-): 372 (M-H). 'H SIMP (DMSO-d¢) & 9,51 (1H, s); 8,53 (1H, d); 8,07 (1H, d); 7,6-7,2 (7H,
m); 6,94 (1H, t); 6,42 (4H, m); 6,14 (1H, dd); 3,63 (3H, s).

[pumep 160. Ilomxyuennme 2-((3-merokcudeHmt)amMuHo)-2-penmi-1-(1H-muppono[2,3-b]nupuaun-3-
WJT)3TaHOHA.

Cramus 1. tper-bytun-3-¢popmui-1H-mmppono[2,3-b|nupuaun-1-kapOokcmiaT Mmoiaydand coryiacHO 00-
meit npouenype F u3 7-azamnpon-3-kapbokcanpaeruma (0,500 r, 3,421 mMmonb), OU-TpeT-OyTUIAMKapOOHATa
(0,896 r, 4,105 mmons) 1 DMAP (0,042 1, 0,342 mmons) B anerorutpuie (8 mur) ¢ momyderaueM 0,779 1 (92%)
JKeIaeMoro coeTuHeHus B BuIe Oemoro TBeporo BemecTBa. ESI/APCI(+): 269 (M+Na).

Cramus 2. 2-((3-Metokcudenmn)amuHo)-2-henni-1-(1 H-mapporno[2,3-b | nupuainH-3-11)3TaHoH MoJTydaiu
corjacHo obmiel mporeaype L m3 cmecu 3-0eH3Mn-5-(2-TuApOKCHAITII)-4-MeTrnTrHazommni ximopuaa (0,114 T,
0,423 mmoims) u tprdTHiIamuaa (0,059 M, 0,423 mmons) B ataHone (0,5 mu), Tper-OyTmi-3-dpopmrn-1H-
mupposo[2,3-b|mupunun-1-kapookcunata (0,250 1, 1,015 wmmons) wu  pactBopa N-OeH3mIMaeH-3-
MeTokcuanmnraa (0,846 mmone) B stanone (0,5 mur), HarpeBaembix npu 70°C B TeueHune 3 cyTtok. OUUCTKON
¢em-xpomarorpadueil Ha cuIMKaresie ¢ IpUMeHeHneM rpaaueHTa stuinanerara (0-100%) B renrane c moce-
Jylomeil BTopoil ouucTkol ¢uiemn-xpomaTtorpadueil Ha CHIMKareje ¢ NMPUMEHEHHEM TIpajHeHTa STHianeTara
(20-100%) B remrane momyyaim 0,028 r (9%) >KemaemMoro COCIWHEHHS B BHJIC TBEPAOTO BEIICCTBA.
ESI/APCI(+): 358 (M+H). ESI/APCI(-): 356 (M-H).

Ipumep 161. Tlomydenme 2-((3-meroxcudenmt)aMuHo)-2-henni-1-(1H-mappomno[3,2-b|mupuaun-3-
WJT)9TaHOHA.

Cramus 1. Cmech 4-azannnona (0,500 r, 4,223 mmouns), rekcametrmnenterpamuna (0,890 T, 6,348 MModb) 1
yKkcycHOU KucnoThI (3,630 mi, 63,45 MMoib) B BoJie (9 MIT) KATIATHIIM ¢ OOpaTHBIM XOJIOIMIBHIKOM B TeueHue 4
4. PeakImoHHyI0 cMeCh OXJIaXIaId 10 KOMHATHOH TeMIlepaTypsl ¥ KOHIIEHTPUPOBAIH O] CHIDKEHHBIM JaBiie-
HueM. OYHCTKOM Quren-xpoMmaTorpadueil Ha CHIHKareie ¢ MpUMEHEHHEM TpaaneHTa MeraHona (2-4%) B au-
xnopmetane nosrydanu 0,550 r (89%)1H-uppomno|[3,2-b|nupuaun-3-kapoansaeruna. ESI/APCI(+): 147 (M+H).
ESI/APCI(-): 145 (M-H).

Cramus 2. tper-bytnn-3-¢popmui-1H-mmppono[3,2-b|nupuaun-1-kapOokcmiaT Mmoiaydand coryiacHo o00-
med npouenype F u3 1H-muppomno[3,2-b]mupunaun-3-kapbansaeruna (0,550 r, 3,763 mMMonb), AU-TpeT-
oyrnnaukapoonara (0,986 1, 4,518 mmons) 1 DMAP (0,048 1, 0,376 MMouns) B anleToHUTpHIIE (8 MII) € MOTyde-
auem 0,802 r (87%) xemaemoro coeauHeHNs B Buae 6enmoro tBepaoro Bemectsa. ESI/APCI(+): 269 (M+Na).

Cramus 3. 2-((3-Metokcudenmn)amuno)-2-henni-1-(1 H-mapporo[ 3,2-b | nupuaunH-3-11)3TaHoH MoJTydand
corjacHo obmiel mporeaype L m3 cmecu 3-0eH3M-5-(2-TuapoKcudTII)-4-MeTrnTrazonmmnid ximopuna (0,137 T,
0,508 mmoims) u TpmdTHiaamuaa (0,071 mur, 0,508 mmons) B atanone (0,5 mun), Tper-OyTmi-3-dpopmrn-1H-
nuppoiio[ 3,2-b]mupunun- 1 -kap6okcunata (0,300 r, 1,218 Mmonp) u pactBopa N-OeH3WIHICH-3-METOKCH-
anmwmHa (1,015 mMMonb) B atanone (0,5 mur), HarpeBaembix mpu 70°C B teueHue 3 cyTok. O4ucTKOM (hierr-
XpoMmaTtorpaduell Ha CHIIMKareiie ¢ MpUMEHEHHEeM rpaanenTa stunanerara (20-100%) B renrane ¢ mocienyro-
UM OcaKIeHHeM 3 quxiopMmerana noxydand 0,019 r (5%) xenaeMoro coeqMHEHHs B BUIE TBEPIOTO BEIECT-
Ba. ESI/APCI(+): 358 (M+H). ESI/APCI(-): 356 (M-H).

[pumep 162. TIlomyuenwe 1-(umumpaszo[l,2-a]mupunus-3-w)-2-((3-MeTOKCHEHMIT)aMIUHO)-2 -QeHuII-
9TaHOHA.

1-(Mmunazo[ 1,2-aJnupuaus-3-umn)-2-((3-MeTokcudeHmT)aMiuH0)-2-pEeHIIITAHOH MOIydald COIJIACHO 00-
et mporieaype L u3 cmecn 3-6eH3MI-5-(2-ruapokcud T )-4-MeTrtnazomuid ximopuaa (0,135 r, 0,500 MMoub)
u tpuaTIiamuna (0,070 mi, 0,505 mmons) B atanose (1 mu), umumaso[ 1,2-aJmupuana-3-kapoamsaeruaa (0,146
T, 0,999 MMoub) 1 pacTBopa N-OeH3mHIEH-3-MeTokcHarmuHa (0,999 MMoub) B 3Tanose (1 M), HarpeBaeMbIX
npu 70°C B Teuenue 3 cyrok. Ounctkoil druenr-xpomaTtorpadueid Ha cHiMKareiae ¢ MPUMEHEHHEM TpaJueHTa
stinanerata (0-100%) B remraHe ¢ MOCIEAYIOMINM OCaXIECHHEM W3 AMATIIIOBOTO 3¢upa noxywanu 0,112 t
(31%) xenmaemoro coenuHeHus B Bune TBepaoro Bemiectsa. ESI/APCI(+): 358 (M+H). ESI/APCI(-): 356 (M-H).

IMpumep 163. Ilomydenue 2-((3-mertokcudenma)amuno)-2-henun-1-(mmpazono[1,5-ajnupuaun-3-m)ara-
HOHa.

Cramus 1. K pactBopy stunmnmpasono[ 1,5-a]nupunun-3-kap6okcunara (0,400 r, 2,103 MMoinb) B CyxoMm
quxyopMerane (8 mir), oxyaxxaeHnHomy npu -78°C B atMocdepe a3oTa, 1o KarisiM 1o6asisimi 1M pacTBop aun-
300yTHIAMIOMUAHUN rupuaa B quxiopmerane (4,630 mu, 4,630 MMouib). PeakiimoHHyI0 cMech MepeMEIIUBAIH B
tedenue 1,5 1 mpu -78°C, mocie 4ero ee ocTaBIsiu HarpeBaThes 70 -15°C B reuenue 30 MuH. Peakuuto racuimm
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nobaBieHueM 1H. pacTBOpa CErHETOBOM COJIM M PEaKIMOHHYIO CMECh SJHEPTHYHO NEPEMENINBAIN B TeUeHUE | U.
®a3pl pa3zensm U BOAHYIO (azy skcTparupoBanu auxjiopMeranoM. Opranndeckue ¢aszbl 00beIUHSIN, IIPOMBI-
BaJIM COJIEBBIM PAacTBOPOM, CYIIMIIN HAJ CyIb(}aTOM MarHUA ¥ KOHIEHTPHUPOBAIH O] CHIDKEHHBIM JaBJICHHEM.
OuncTkoii hiem-xpomarorpadueil Ha CHIMKarene ¢ mpuMeHeHneM TrpaauenTa stuianeraTa (20-100%) B renra-
He norydaiu 0,128 r (41%) nmpazomno[ 1,5-a]mupuaun-3-niMeranona B Bune 6ecuseTaoro macina. ESI/APCI(+):
149 (M+H).

Cramus 2. K pacrBopy mupazoino| 1,5-a]mupuann-3-unmeranona (0,128 r, 0,864 MMoIlb) B TUXJIOpMETaHe
(10 M) m06aBIATH MONEKyIApHbIe cnTa (4A) n mupuanawit quxpomart (0,488 1, 1,296 MMonE). PeakmioHHyI0
CMECh TIepEeMEITNBAIA MPU KOMHATHOW TeMmIieparype Bcio HOYb. JlobGaBmsumm Celite® u peakIMOHHYIO CMECh
nepememuBany B Teuenne 30 mun. KpacHyto cycnensuto ¢punprpoBany. OuiabTpaT KOHIEHTPUPOBAIN MO CHH-
JKEHHBIM JlaBiieHHeM. O4ncTkoil drenr-xpomarorpadueii Ha CHIMKareie ¢ NpUMEHEHNEM I'paJIneHTa dTHIIaleTa-
Ta (2-20%) B renrane noxydamu 0,064 r (51%) mupaszono[l,5-a]nupuanH-3-kapOanbaeruia B Buae 0eoro
tBepaoro Bemectsa. ESI/APCI(+): 147 (M+H).

Cramus 3. 2-((3-Merokcudenmin)aMuno)-2-penu-1-(mmupaszono| 1,5-a]mupuauH-3-11)3TaHOH  TTOoJTydanu
coryacHo obuied mpouenype L n3 cmecu 3-0eH3mi-5-(2-runpoxcnaTiin)-4-metnntuazonuit xaopuaa (0,059 r,
0,219 mmons) u tpmwdyTHiiamuaa (0,031 mur, 0,219 mmons) B aranone (0,5 i), mupasono[l,5-a]mupuana-3-
kapoamsaeruaa (0,093 r, 0,438 MMoub) u pactBopa N-OeH3mnaAeH-3-MeTokcuanminaa (0,438 MMoITb) B 3TaHOIIE
(0,5 mm), HarpeBaembIx mipu 70°C B Tedenue 24 4. O4ucTKON Qureni-xpoMarorpadueil Ha CHIIMKarese ¢ mpuMe-
HeHHneM TpannenTta >Tmianerata (0-100%) B remrane ¢ mocnemyromeii ouncTkoi mpemnapatuBHod BOXKX (xo-
nonka XBridge; cioco6 2) momygamu 0,020 1 (13%) xemaemoro coenunenusi. ESI/APCI(+): 358 (M+H).

[Tpumep 164. Tonyuenne 1-(1H-ungazon-3-nn)-2-((3-MeTokcupEHMT)aMIHO)-2-(heHMITITAaHOHA.

Cramus 1. tper-bytun-3-dpopmui-1H-unnazon-1-kapbokeunar nonyyanu corjacHo odmel npoueaype F
u3 1H-unnazon-3-kapbokcampaeruna (0,500 r, 3,421 mmons), au-tper-OyTmnaukapoonara (0,896 r, 4,105
mmoins) 1 DMAP (0,042 1, 0,342 mMonb) B aneToruTpruie (8 mur). Ounctkolt ¢urem-xpomarorpadueit Ha cuiu-
KareJye ¢ IpuMeHEeHHeM rpaaueHTa stwianerara (5-40%) B rentane nomyvanu 0,318 1 (38%) sxemaemoro coenu-
Henns. ESI/APCI(+): 269 (M+Na).

Cramus 2. 1-(1H-Uunazon-3-wmm)-2-((3-MeToKCU(EeHMIT)aMIHO )-2-(pEeHUIITAHOH TOJIy4Yalyd COTJacHO 00-
et nporieaype L 3 cmecn 3-6eH3MI-5-(2-ruapoKcudTII)-4-MeTritnazomuid ximopuaa (0,174 r, 0,646 MMoItb)
n tpmwtmwiamuHa (0,091 w1, 0,646 Mmonp) B drtanHone (1 mm), Tper-OyTmi-3-popmun-1H-unmazon-1-
kapOokcmiata (0,318 1, 1,291 mMmoub) 1 pactBopa N-OeH3mIMaeH-3-MeTokcnanminaa (1,291 Mmois) B 3TaHoe
(1 mm), HarpeBaembix mpu 70°C B Teuenue 2 cyTok. OUUCTKOM Quren-xpoMatorpadueit Ha CHIMKaresie ¢ mpuMe-
HeHHneM TpanuenTta >Tmanerata (0-100%) B renrane ¢ mocnexyromeii ouncTkoi mpemnapatuBHod BOXKX (xo-
nonka XBridge; cmoco6 1) momywamu 0,004 T (1%) xemaemoro coemmuenus. ESI/APCI(+): 358 (M+H).
ESI/APCI(-): 356 (M-H).

pumep 165. Tlomyuenme 1-(6enzo[b]rroden-3-un)-2-(umuaasol1,2-ajnupuanH-2-mn)-2-((2-MeToKCH-
MUPHINH-4-1J1)aMHHO )3 TaHOHA.

1-(benzo[b]troden-3-nn)-2-(umnaazo[ 1,2-anupunun-2-min)-2-((2-MeTOKCUITUPUIUH-4 -1 )aMHHO )3 TaHOH
MOJYYalid corjiacHo oOieit nporenype L u3 cmecu 3-0eH3MI-5-(2-THAPOKCHATII)-4-METHITHA30IHHA XIIOpUIa
(0,110 1, 0,408 mmoms) u TpudTHIamMuHa (0,080 M, 0,574 mMmonb) B dtanone (0,5 mi), 6enzo[b]rroden-3-
kapOampaeruga (0,140 1, 0,863 mmonp) m cMmecn N-(nmuaaszol1,2-a]nupuawH-2-HIMETHICH )-2-METOKCHITH-
punna-4-amuHa (0,856 MMoutp) B aTaHome (1 M), HarpeBaeMbIx rpu 65°C B Teuenne 3 cyTok. OuucTkon (iernr-
xpomarorpadueii Ha cuiHKarene ¢ IpUMEHEHHEeM rpanuenta stunarnerara (50-100%) B renraHe ¢ mociexyro-
UM OCaXKJCHHWEM M3 3TaHona u rentana momydamn 0,022 1 (6%) xemaeMoro COeIMHEHUs B BHIEC PO30BOTO
tBepaoro BemectBa. ESI/APCI(+): 415 (M+H).

[pumep 166. Ilomyuenue 2-((3-meTokcudenmn)amuno)-2-denmn-1-(1H-muppono[2,3-clnupuaun-3-
WJT)3TaHOHA.

Cranus 1. K pactBopy 1H-mppo:o[2,3-c]mupununa (0,400 r, 3,386 Mmmons) B cMmecu 1,2-auxiopatana (10
wu1) 1 HUTpoMetana (10 mu), oxnaxkaenHomy nipu 0°C B atMocdepe aprona, 100aBIsIH JUXJIOP(METOKCH)METaH
(1,544 mu, 16,92 mmonb) u tpuxmnopua amomunus (1,500 r, 11,25 mmons) B Teuenue 1 4. Tlocne modaBieHus
peakuuio racuim J00aBJIeHUEM BOJBI M HACHIILICHHOTO pacTBopa OukapOoHaTa HaTpus. PeakumoHHyIO cMmech
9KCTParupoBaId PacTBOPOM AuXJopMeraHa M staHona (9/1, 6x100 mi). OObeMHEHHbIE OPTraHUYECKHE CIION
MPOMBIBAIA COJICBBIM PAacTBOPOM, CYIIMIM HaA CyibhaToM MarHus, (GpUIbTPOBAIM W KOHIICHTPUPOBAIH IO
CHIDKEHHBIM JaBiieHHeM ¢ mosrydeHueM 0,295 1 (60%)1H-muppono[2,3-cmupuans-3-kapOanpaernia, KOTOPBIA
HMCTIONIB30BANH Oe3 pomonHuTenbHoN ounctki. ESI/APCI(+): 147 (M+H). ES/APCI(-): 145 (M-H). 'H SIMP
(DMSO-dg) 6 10,01 (1H, s); 8,88 (1H, s); 8,50 (1H, s); 8,33 (1H, d); 8,00 (1H, d).

Cramus 2. Tpet-byTtui-3-popmun- 1 H-muppoio[2,3-c Jnupuaus- 1 -kapOOKCHIIAT MOJTydaal COTJIACHO 00tei
npouenype F w3 1H-muppono[2,3-clmupuann-3-kapbanpaerumaa (0,295 1, 2,019 MMomnb), IU-TpeT-OyTHII-
nmukap6onata (0,529 r, 2,019 mmons) 1 DMAP (0,025 1, 0,202 MMoib) B aleTOHUTpHIIE (5 MIT) C MOJTy9eHHUEM
0,411 r (83%) seaeMoro coeMHEH s B BHAE TBepaoro Bemecrsa. 'H SIMP (DMSO-d¢) & 10,13 (1H, s); 9,32
(1H, s); 8,86 (1H, s); 8,51 (1H, d); 8,07 (1H, d), 1,69 (9H, s).

Cranus 3. 2-((3-Merokcndenmn)amuHo)-2-¢penn-1-(1 H-nmupporo[2,3-cnupuanH-3-m1)3TaHoH MoTyvain
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coryacHo obuied mpouenype L n3 cmecu 3-0eH3min-5-(2-runpoxcuaTiin)-4-metnntuazonuit xanopuna (0,135 T,
0,500 mmonbs) u tpmwdTHiaamuna (0,070 mu, 0,505 mmons) B aranose (1 mir), Tper-Oyrmia-3-dopmmi-1H-
nuppoiio[2,3-clnupuann-1-kapbokcmnara (0,246 1, 0,999 Mmonp) u pactBopa N-O€H3WIHICH-3-METOKCH-
anmmHa (0,999 mMmonb) B atanosie (1 mur), HarpeBaembix mpu 70°C B Tedenwe 2 cyTok. OuncTkoit ¢iem-
xpomarorpadueii Ha cuimKarene ¢ mpuMeHeHneM TrpanuenTa stmianerata (0-100%) B renrane ¢ HOCIEoyIOMEH
BTOPOW OYHCTKOW (prrem-xpoMaTorpadueil Ha CHIIKaresie ¢ IpuMeHeHneM rpanuenta meraHona (0-10%) B au-
XJIOpMETaHE M OCAXICHHEM M3 IMATHIIOBOTO >dupa norygamn 0,055 v (14%) sxemaeMoro coequHEHUS B BUAC
tBepaoro BeniectBa. ESI/APCI(+): 358 (M+H). ESI/APCI(-): 356 (M-H).

[pumep 167. TIlomyuenue 2-((3-meTokcudenmn)amuno)-2-denmn-1-(1H-muppomno[3,2-clnupuaun-3-
WJT)3TaHOHA.

Cranus 1. K pactBopy 1H-mppo:o[3,2-c]mupununa (0,400 r, 3,386 Mmmons) B cMmecu 1,2-auxinopatana (10
wu1) 1 HUTpoMetana (10 mu), oxnaxkaenHomy nipu 0°C, B atmocdepe aprona 100aBisuIi JUXJIOP(METOKCH)METaH
(1,544 mu, 16,92 mmonb) u tpuxmnopua amomunus (1,500 r, 11,25 mmons) B Teuenue 1 4. Tlocne modaBieHus
peakuuio racuim J00aBJIeHUEM BOJBI M HACHIILICHHOTO pacTBopa OmkapOoHata HaTpus. PeakumoHHyIO cMmech
9KCTParupoBaJId PacTBOPOM AuXJopMeraHa M dtaHona (9/1, 6x100 mi). OObeMHEHHbIE OpPraHUYECKHE CIION
MPOMBIBAIA COJICBBIM PAacTBOPOM, CYIIMIM HajA CylbhaToM MarHus, (GpUIbTPOBAIM W KOHIICHTPUPOBAIH IIOJ
CHIDKEHHBIM AaBieHueM ¢ noiaydenueM 0,333 r (67%) 1H-mmppomno[3,2-c]uupunun-3-kapbaispaeruaa, KOTOPBId
HCTIONIB30BaNH Oe3 pomonHuTenbHoN ounctki. ESI/APCI(+): 147 (M+H). ESI/APCI(-): 145 (M-H). 'H SIMP
(DMSO-dg) 8 10,00 (1H, s); 9,29 (1H, s); 8,42 (1H, s); 8,35 (1H, d); 7,53 (1H, d).

Cramus 2. Tpetr-bytui-3-popmu-1H-muppoino[3,2-c Jnupuaus- 1 -kapOOKCHIIAT MOJTydaad COTJIACHO 00tIei
npouenype F w3 1H-muppomno[3,2-c|mupuann-3-kapbanpaerunaa (0,330 1, 2,258 MMomnb), IU-TpeT-OyTHII-
nmukap6onata (0,591 r, 2,708 mmons) 1 DMAP (0,027 1, 0,226 MMOJb) B aleTOHUTpHIIE (5 MII) C MTOJTy9eHHUEM
0,374 r (67%) xenaeMoro COeIUHEHUs B BUAEC KOPUYHEBOTO TBEPAOIO BEIIECTBA. 'H IMP (DMSO-d¢) 6 10,12
(1H, s); 9,33 (1H, s); 8,77 (1H, s); 8,57 (1H, d); 8,02 (1H, d); 1,63-1,74 (9H, m).

Cranus 3. 2-((3-Merokcndenmn)amuHo)-2-¢pennn-1-(1 H-nmupporo[3,2-cJnupuanH-3-m1)3TaHoH MOTyvain
coryacHo obuied mpouenype L n3 cmecu 3-0eH3mi-5-(2-runpoxcuaTiin)-4-metnntuazonuit xanopuna (0,135 T,
0,500 mmonbs) u tpwdTHiaamuna (0,070 mu, 0,505 mmons) B aranose (1 mir), Tper-Oyrmia-3-dopmmi-1H-
mupposio[3,2-cJmupuaue-1-kapbokcunara (0,246 r, 0,999 mmonbs) u pactBopa N-OCH3MWIHICH-3-METOKCH-
aammuHa (0,999 mmone) B staHone (1 mur), HarpeBaembix mpu 70°C B Teuenuwe 3 cytok. OumcTko# Querr-
XpoMmartorpaueil Ha CuIMKaresie ¢ IpuMeHeHneM rpaauenTa stuinanerata (0-100%) B renTane ¢ mocienyromeit
BTOPOW OYHCTKOW (prrem-xpoMaTorpadueii Ha CHIIMKaresie ¢ IpuMeHeHneM rpanuenta meraHona (0-10%) B au-
XJIOpMETaHE M OCAXICHHEM M3 IMATIIIOBOTO >dupa norydamn 0,056 T (14%) xemaeMoro coOequHEHUS B BUAC
tBepaoro BeniectBa. ESI/APCI(+): 358 (M+H). ESI/APCI(-): 356 (M-H).

ITpumep 168. Iomyuenue 2-((3-mMeTokcudpeHmI)aMUHO)-1-(6-MeTmI-4,5,6,7-TeTparuapoTreno|2,3-c|nupu-
TUH-3-11)-2 - EeHUIIITAaHOHA.

Cramus 1. K cycmeHsum 3THi-2-aMHHO-6-MeTHI-4,5,6,7-TeTparuipoTueHo-[2,3-¢ |mupuann-3-kap-
6okcmara (1,000 r, 4,161 mMois) B quokcaHe (5 Mi1) H0OABISIIM KOHICHTPUPOBAHBIA PACTBOP XJIOPBOIAOPO-
HOM kucaoThl (3,200 mur, 38,40 mMmons). [locie oxnmaxkaenust 1o -5°C no0aBisIM pacTBOp HUTPUTAa HATPHA
(0,316 1, 4,580 mmons) B Boze (0,5 mun). [TomydeHHy0 YepHYIO peakIMOHHYIO CMeCh nepemMentnBaiy npu -5°C B
Teuenne 40 MUH M 3aTeM NMOpUMOHHO no0aBisum K cMecu 50% pactBopa oprodocdopHOit KHCIOTH (9 M) U
IATHIOBOTO d¢upa (9 M), oxnaxaeHHoi npu 0°C. PeakimOHHYIO CMECh OCTaBJISUIM HarpeBaThesl 10 KOMHAT-
HOW TeMIepaTyphl U IePEeMENINBaIN IPH KOMHATHON TeMIepaType BCIO HOUb. PeakIMOHHYI0 CMECh OCTOPOXKHO
BBUTHUBAJI B CMECh JIbJIa/ | H. pacTBOpa THAPOKCHIA HATPHUS M IKCTPArupoBaId IuxiopMeTraHoM. OpraHu4ecKyio
(hazy mpoMBIBAII BOJOH M COJIEBBIM PAacCTBOPOM, CYIIMIN HaJ CyIb(paToM HATPHs, QIIBTPOBAIN U KOHIICHTPH-
POBaJH O] CHIKCHHBIM JaBieHueM. OuncTkoi (hiem-xpomarorpadueiil Ha CHIMKareje ¢ MpUMEHEHHEM Tpa-
muenta Meranoma (5-10%) B muxiopmerane momywamn 0,431 r (46%) osTtHi-6-mertmn-4,5,6,7-teTpa-
THAPOTHEHO[2,3-¢ | IUpHANH-3-KapOOKCHIaTa B BHAC KopuuHeBoro mMacia. ESI/APCI(+): 226 (M+H). 'H SIMP
(DMSO-de) 6 8,12 (1H, s); 4,23 (2H, q); 3,53 (2H, s); 2,85 (2H, t); 2,61 (2H, t); 2,35 (3H, s); 1,28 (3H, s).

Cramus 2. Cycnensuto runpuaa jgutus amomuaus (0,110 r, 2,899 mMonb) B auaTrinoBoM 3¢upe (20 mur)
KUISITWIIM ¢ 0OpaTHBIM XOJIOAUIbHUKOM B Teuenue 30 muH. [locie oxnmaskaeHUs 10 KOMHATHOH TeMIIepaTypbl
JOOABIISLIM PacTBOP ITHUI-O-MeTHI-4,5,6,7-TeTparuapotucHo|2,3-c|mupuaun-3-kapookcmiara (0,580 r, 2,574
MMOJIb) B ITUSTHIOBOM 3¢upe (6 mir). PeakiMoHHYI0 cMeCch KUIATHIIN ¢ OOpaTHBIM XOJIOAMIBHUKOM B T€UECHHUE
5,5 4. Ilocne oxnaskieHus: 10 KOMHATHON TeMIEpaTyphl peakIIMOHHYIO0 CMECh pa30aBiIsId STHIALETaTOM H IIPO-
MBIBaJIM 1H. pacTBOpoM Tuzapokcuia Hatpus. Dasel pazgensuun. BomHyto dasy skcTparupoBany ABaXKIbl STHII-
arietatroM. Opranndeckre Ga3bl 00bEIUHSIIN, TIPOMBIBATIH BOJIOW M COJIEBEIM PAaCTBOPOM, CYIIWIHM Haja Cylbda-
TOM HaTpws, GUIBTPOBAIA M KOHIICHTPHUPOBAIN O/ CHIYKCHHBIM JaBieHueM ¢ rnonxydenneM 0,415 r (6-meTwi-
4,5,6,7-TrerparuapoTrueHo|2,3-c [mupuarH-3-ni)MeTaHoa, KOTOPBI HCIOJB30Ballk Ha CIEAyIomel craguu 0e3
nonoauTensHOM ounctku. ESI/APCI(+): 184 (M+H).

K pactBopy (6-mMetnin-4,5,6,7-rerparuapoTtreHo[2,3-c|mupuana-3-mi)MeraHona (HEOUUIIeHHbIN; 2,264
MMOJIb) B auxyuopMmeTane (18 mi) mobasmsmm 15% pactBop pearenra Jlecca-Maprtuna B auxmnopmetane (5,700
w1, 2,750 mmonb). Uepes 5 4 npu koMHaTHOW Temneparype cHoBa jpobaBisuin 15% pactBop pearenra [lecca-
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Mapruna B guxnopmetane (1,000 mi, 0,480 MMOIB) U PEaKLIMOHHYIO CMECh NE€PEMENINBAIN IPU KOMHATHOM
TeMIlepaType BCIO HOUb. PeakIMOHHYIO cMech pa30aBiIsiiii JUITHIOBBIM 3¢upoM 1 gobasisii 1H. pacTBOp ruj-
pokcuma HaTpus. Yepe3 15 MuH mpu KOMHATHOW Temmieparype ¢asbl paznensum. Opranudeckyro (a3y mpoMebl-
BaNH 1H. pacTBOPOM THAPOKCHIA HATPHS, BOJOH M COJEBBIM pacTBOpoM, cyurmiin Hax Na,SO,, GuisTpoBamu u
KOHIICHTPUPOBAIIX TOJT CHIDKEHHBIM AaBiieHHeM. OuncTKo# Qiem-xpomaTorpaduei Ha CHIIMKaresie ¢ IpuMeHe-
HHeM TpamueHTa meranona (5-10%) B muxmopmerane momydamu 0,235 r (50% 3a aBe cragmm) 6-metnn-4,5,6,7-
TeTparuapoTreHo| 2,3-c|mupuauH-3-kapoaipaeruaa B Bujae kopudaaeBoro Teepaoro BemectBa. ESI/APCI(+): 182
(M+H). 'H SIMP (DMSO-de) & 9,87 (1H, s); 8,41 (1H, s); 3,55 (2H, s); 2,86 (2H, m); 2,51 (2H, t); 2,36 (3H, s).

Cramus 3. 2-((3-Metokcudenmn)amuno)-1-(6-metmin-4,5,6,7-retparuapoTaeHo|2,3-c |[mupuaua-3-wmi)-2-
(beHWIPTAaHOH TONydYanw comracHo oOmer mnporeaype L w3 cmecn  3-0eH3UN-5-(2-THOPOKCHUITHIN)-4-
MeTraTHazomi xmopuaa (0,117 r, 0,554 mmons) u TpudTriaamuHa (0,039 M, 0,281 MMons) B 3TaHone (1 M),
6-meTHn-4,5,6,7-TeTparuaporucHo|2,3-c[mupuann-3-kapoanmpaeruaa (0,100 r, 0,552 mmomp) m cmecu N-
oensmwnnneH-3-mMetokcuanmmHa (0,117 1, 0,554 Mmons) B atanone (1 mur,) HarpeBaembix nipu 70°C B TeueHue
24 4. OcraTok ounniaiu dienr-xpomarorpadueil Ha CHIIMKarene ¢ IpuMeHeHneM TrpaauenTa meraHona (0-10%)
B MetaHousie U npenaparuBHoi TCX c¢ npumenenuem 10% meTaHona B JuUXJIOpMETaHe B KauecTBE DJIIOEHTA U
npemnapatuBHOit BOXX (xononka XBridge; crioco6 4) momyuanu 0,023 1 (11%) xemaemMoro coeZiMHEHHS B BUIE
skenroro TBepaoro coeauaenns. ESI/APCI(+): 393 (M+H); 415 (M+Na). ESI/APCI(-): 391 (M-H).

IIpumep 169. Ionyaenne 2-((3-meToxcudenmn)amuHo)-1-(1-meTmi-1 H-unnazon-3-mn)-2-heHnniTanoHa.

2-((3-Metokcudenun)amuHo)-1-(1-meTm- 1 H-uagazon-3-nm)-2-peHnnITaHoH TIoTyYaad COTJIacHO o0mei
npouenaype L m3 cmecu 3-0eH3mn-5-(2-rumpokcmdTiin)-4-Metuaruazonuit xiaopuaa (0,135 r, 0,500 Mmonb) u
tpuaTrnamuaa (0,070 mi, 0,505 mMmous) B atanone (1 mm), 1-mernn-1H-urnazon-3-kapbanpaeruna (0,160 T,
0,999 mmonb) u pactBopa N-0eH3mwnuneH-3-mMetokcuanmmmHa (1,000 MMonbp) B 3taHone (1 miT), HarpeBaeMbIX
npu 70°C B teuenune 24 4. Ounctkoii (urem-xpomarorpadueil Ha CHIIMKarene ¢ IPUMEHEHHEM I'palieHTa STHII-
anierata (0-100%) B renTaHe ¢ MOCIEIYIONIMM OCXKICHUEM U3 AMATHIOBOTO 3dupa nmomyvamu 0,139 r (37%)
JKEIAeMOT0 COeIMHEeHMS B Buie Oenoro Teepaoro Bemectsa. ESI/APCI(+): 372 (M+H).

[Mpumep 170. Iomyuenue 1-(namonus-1-uim)-2-((3-MeTOKCUPEHUIT)aMUHO)-2-(PEHUIITAHOHA.

Cragus 1. K pactBopy unmonuna (0,050 mi, 0,444 mMoine) B nuxiopmerane (5 mir) 1o00aBsu kapOoHAT
kamus (0,262 T, 1,896 mmons) u o-xmopdenmnanermwixiopua (0,150 mi, 0,952 mMoins). PeakunonHnyro cMmech
MepeMeIInBaIid P KOMHATHON TeMmIepaTrype B TeueHHe 2 4. PeakimoHHyro cMmech GuiubTpoBain. dumbrpar
KOHIICHTPUPOBAJIN TOJ CHIDKEHHBIM JaBJICHHEM C TOdydeHHeM 2-xJop-1-(nHaoauH-1-wmn)-2-GpeHmmTaHoHa,
KOTOPBIA MCTIONB30BAIM Ha CIenyIomel ctanun 6e3 gomnonanTenbHol ounctku. ESI/APCI(+): 272 (M+H); 294
(M+Na).

Cramuss 2. Cwmech 2-xyo0p-1-(mHmonuH-1-mn)-2-penmwmaTanona (HeouwmeHusnid, 0,444 wmmons), 3-
metokcuarmmmHa (0,100 M, 0,893 Mmmous) u DIPEA (0,100 mut, 0,514 MmMois) B anieToHuTpruie (2 M) o0ryda-
11 B MUKpoBOJHOBOH neun npu 120°C B tedenue 30 MuH. PeakIMOHHYIO CMeCh KOHIIEHTPUPOBAIH MOJ CHU-
JKEHHBIM JaBiieHHeM. Ounctkoii ¢renr-xpomarorpadueii ¢ npuMeHeHneM rpaaueHta stunanerara (10-40%) B
TenTaHe ¢ rnocjienylomeil ouncTkoit npenaparnsHoii BOXKX (komonka XBridge; crioco6 1) momywamu 0,043
(27% 3a mBe cTamuu) KeIaeMoro MpoaykTa B Buae Oenoro Teepaoro Bemiectsa. ESI/APCI(+): 359 (M+H); 381
(M+Na). "H SIMP (CDCly): & 8,26 (1H, m); 7,50 (1H, m); 7,17-7,36 (8H, m); 7,03 (1H, m); 6,21-6,27 (2H, m);
5,21 (1H, s); 4,26 (1H, m); 3,92 (1H, m); 3,73 (3H, s); 3,08-3,30 (2H, m).

[Mpumep 171. Ionyuenue 1-(7-dprop-1H-unmon-3-nn)-2-((3-meToxcupeHna)aMuHO )-2-(heHUIITAHOHA.

1-(7-®@Top-1H-nnn0ma-3-mm)-2-((3-meTokcueHnT)aMUHO )-2-PEHIIITAHOH  MTOJIy9aJld  COTJIACHO  00mIei
nporeaype K u3 cmecu 3-6eH3mn-5-(2-ruapokcud T )-4-meTrntuazon-3-uid xiaopuaa (0,163 r, 0,604 mmons) u
tpuaTrnamuna (0,100 M, 0,717 mMoie) B 3TaHoie, TpeT-0yTHi-7-¢hrop-3-hopmu-1H-unnomn-1-kapbokcunara
(0,277 r, 1,052 Mmmop) U pactBopa N-OeHsmnuaen-3-merokcuanwmmna (1,046 mmons) B atanone (1,5 mur), Ha-
rpeBaeMbIxX pu 60°C B Teduenne 48 4. Ocrarok ounmiany pien-xpomarorpadueii Ha CHIIMKaresie ¢ MPUMEHEHH-
em rpaauenTa stwnarerara (0-40%) B rentane. JloNOTHUTENBHOW OYHCTKON OCAXKICHUEM M3 THU3ONPOIMIOBO-
ro »¢upa u strinanerata noaydann 0,042 r (11%) xenaeMoro coeMHEHHs B BHIE JKEITOTO TBEPJOTO COEANHE-
uus. ES/APCI(+): 375 (M+H). ESI/APCI(-): 373 (M-H).

Mpumep 172. Tlomywyenue 2-((3,5-ammeroxcudenni)amuHo)-1-(5-prop-1H-unnon-3-un)-2-(6-meTokcu-
TMUPUANH-3-UIT)3TaHOHA.

Cranus 1. PactBop 3,5-numerokcn-N-((6-MeTOKCHITMPUWH-3-1I)METHIICH )aHIWIMHA B ATAHOJIE TOTYYaIH
IMyTeM HarpeBaHus pacTBopa 6-meTokcuHMKOTHHanbaeruna (0,139 r, 1,014 mmons) u 3,5-1uMeTOKCHaHUINHA
(0,158 1, 1,031 mmomns) B aTanoe (0,5 miu) npu 60°C B Teuenue 18 4. OOpa3oBaHne UMHUHA OBIJIO KOJMYECTBEH-
HBIM U PACTBOP HCITOJIB30BaAIN O0e3 JonodHuTeNsHO# ouncTku. ESI/APCI(+): 273 (M+H).

Cramus 2. 2-((3,5-umeTtoxcudenwn)amuHo)-1-(5-¢pTop-1 H-uamn0m1-3-1m1)-2-(6-Me TOKCUITAP U IUH-3 -
WIJT)3TaHOH MOJTydaji coryiacHo oomel nporenype K u3 cmecu 3-6eH3MI-5-(2-THAPOKCUITHI )-4-METHIATHA30JI-3 -
nit xmopuna (0,160 1, 0,593 Mmmounp) u TpmTHiIamuna (0,100 M, 0,717 mMois) B atanone (0,5 i), TpeT-OyTHiI-
5-¢rop-3-popmuin-1H-unnon-1-kapbokecnnara (0,290 r, 1,102 mmomns) u pacrtBopa 3,5-mumerokcu-N-((6-
METOKCUIIMPHINH-3-1wi)MeTineH ))anunnHa (1,014 mmois) B atanosie (2 min), HarpeBaeMbix pu 60°C B TeueHue
24 4. Ouuctkoii ¢uen-xpomarorpadueil Ha cUIMKarejae ¢ NpUMEHEHHEM rpaauenTta stwianerara (30-70%) B
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renTaHe ¢ MOCICIYIONUM OCaxIeHHeM u3 auxiopMeTana momydanu 0,043 T (9%) xemaeMoro CoeqMHCHUS B
Buze 6enoro TBepaoro Bemectsa. ESI/APCI(+): 436 (M+H). ESI/APCI(-): 434 (M-H).

IIpumep 173. Tlonyuenne 2-((2-proprmupunun-4-wui)amuno)- 1 -(1 H-uanon-3-mn)-2-heHniaiTanoHa.

Cramus 1. PactBop N-Oen3ununeH-2-QTopnupuana-4-aMrHa B dTaHOJIE TIOTy4Yalld IyTeM HarpeBaHUs pac-
TBOpa O6erzanpaeruaa (0,115 mm, 1,138 mmons) u 4-amuHo-2-proprmupuanna (0,130 T, 1,160 MMoib) B 3TaHOINIE
(0,5 M) mpu 60°C B Teuenue 18 4. ObpazoBaHue UMHUHA OBLIO KOJMYECTBEHHBIM M PACTBOP HCIOJL30BaIH 0e3
nonoauTensHOM ounctku. ESI/APCI(+): 201 (M+H).

Cramus 2. 2-((2-®roprupunua-4-min)amuHo)- 1 -(1 H-uanon-3-mn)-2-GeHUINTaHOH TMOyYalid  COTIIACHO
obmret npouenype L u3 cmecu 3-6eH3mn-5-(2-ruppokcudTin)-4-Metraruason-3-uit xmopuna (0,158 r, 0,586
mmounb) u tpraTmiiamuna (0,100 mi, 0,717 mmons) B ataHone (0,5 mu), Tper-Oytun-3-dpopmui-1H-unnon-1-
kapOokcunara (0,311 r, 1,268 MMonb) n pactBopa N-OeHsmimaeH-2-propnupuans-4-amuna (1,138 mmons) B
atanoze (1,5 mi), HarpeBaembix pu 60°C B Teuenue 96 4. Ouncrkoii duenr-xpomarorpadueii Ha cuIKarene ¢
MpUMEHEeHHueM rpaauenTta stunanerata (0-50%) B renraHe ¢ nocienyromie ouncTkoi mpemnapatuBHoit BOXKX
(xononka XBridge; crioco6 1) momxyugamn 0,035 r (9%) kenaemMoro coenMHeHHs B BUIE OEJIOT0 TBEPJIOTO Bellle-
crBa. ESI/APCI(+): 346 (M+H). ESI/APCI(-): 344 (M-H).

[Tpumep 174. ITonyuenne 2-((3-meTokcudenmn)amuno)-2-pennn-1-(1-((terparunpodypan-3-
un)cynbdonnn)-1 H-uanon-3-mm)staHoHa.

Cramus 1. K pactBopy 2-xmop-1-(1H-unnon-3-mn)-2-¢penmmranona (0,200 r, 0,741 mmons) B DMF (5
MiT), oxnaxkaeHHomy 1o 0°C, mobasisumu ruapux Hatpus (60% nucnepcus B MuHepansHOM Macie; 0,053 T, 1,333
MMOJIb). PeakimmoHHyI0 CMeCh MepeMeNInBaiy Mpyu KOMHATHON TeMrieparype B Teuenne 0,5 1. JloGasisu Tet-
parunpodypan-3-cynshonmnxiopun (0,253 r, 1,483 mmons) u DMAP (0,005 1, 0,037 MMoIb) ¥ peakIMOHHYIO
CMeCh TepeMeIIMBaIN NPU KOMHATHON TeMmieparype B TeueHue 3 4. J[00aBisuin BOAYy M PEaKIHOHHYIO CMECh
9KCTparupoBasiv dTiiaaneTaroM. Opranndeckyro a3y IpOMBIBAIN COJICBBIM PacTBOPOM, CYIIWIN Hal Cyibda-
TOM HaTpus, QUIBTPOBAJM W KOHLEHTPUPOBAJIM TNOJ CHIKEHHBIM JaBieHHeM. OunCTKOH (urern-
xXpoMaTtorpaduell Ha CHIIMKaresie ¢ MpuMeHeHHeM IpaaueHTa stunanerara (5-50%) B renrrane nomyqanu 0,299 r
(100%) 2-xmop-2-pernn-1-(1-((rerparuapodypan-3-wmn)cynbhornn)- 1 H-uamon-3-un)sTaHoHa B BUAE TBEPAOTO
BemectBa. ESI/APCI(+): 404 (M+H). ESI/APCI(-): 402 (M-H).

Cramus 2. 2-((3-Metokcudenwn)amuHo)-2-penun-1-(1-((terparuapodypan-3-un)cynbponnn)- 1 H-uamon-
3-AN)3TaHOH TIOJNIYYalld coriacHo oOmel mnporeaype E w3 2-xmop-2-denwmn-1-(1-((rerparuapodypan-3-
un)cynbdonnn)-1 H-unnon-3-mr)stanona (0,100 1, 0,248 mmons) u meTa-annsunuHa (0,277 mn, 2,474 MMolb) B
areTorutpwie (1 M), obaydaemMbIx B MUKpOBOTHOBOM meun npu 100°C B teuenne 30 muH. OuncTkoi diem-
XpoMmartorpadueil Ha CHIMKaresie ¢ MpUMEHEHUEM rpaaneHTa sTwianerata (2-40%) B renrtane ¢ mocienyromei
ouncTkoi npenapatusHoi BOXX (kononka XBridge; cioco6 1) nomyuanu 0,058 r (48%) xenaemMoro coenuHe-
HUS B BHJE OcxxeBoro TBepaoro Bemectea. ESI/APCI(+): 491 (M+H). ESI/APCI(-): 489 (M-H).

IMpumep 175. Monyuenne 2-((3-merokcudenmn)amuno)-1-(1-((1-metmn-1H-nmunazon-4-un)cyapdonnn)-
1H-unnon-3-nn)-2-peHunstaHoHa.

Cramus 1. K pactBopy 2-x10p-1-(1H-unnon-3-un)-2-penmmsranona (0,200 r, 0,741 mmons) B8 DMF (5
Mi1), oxnaxkaeHHomy 1o 0°C, mobasisimu ruapun Hatpus (60% nucnepcus B MuHepansHOM Macie; 0,053 T, 1,333
MMOJIb). PeakImoHHyo cMech TiepeMelnBaId IPU KOMHATHON Temmeparype B Tedenue 0,5 4. Jlobasmsum 1-
metwi- 1 H-umunazon-4-cynbdonnmnxnopun (0,268 1, 1,484 mmons) 1 DMAP (0,005 1, 0,037 MMoITb) U peakiu-
OHHYIO CMECh ITepPEeMeIINBaIN PHU KOMHATHOH TemmnepaType B TedeHue 3 4. J[00aBIsUM BOLY M PEAKIIMOHHYIO
CMeCh JKCTparupoBaim STuiaaneratoM. OpraHndeckyio (a3y NPOMBIBAJIH COJIEBBIM PAacTBOPOM, CYIIMIN HaJ
cynbhaToM HaTpusl, (QWIBTPOBATM W KOHIEHTPHUPOBAIM TMOJ CHIDKCHHBIM JaBieHHeM. O4HCTKOW Quier-
XpoMmatorpaduell Ha CHIHMKareige ¢ NpUMEHeHWeM rpaauenrta stwianerara (30-100%) B remTaHe noiydanu
0,301 r (98%) 2-xmop-1-(1-((1-metun-1H-nmunazon-4-un)cynsponnn)-1H-nunon-3-mn)-2-peHnnaTaHoHa B
Buze TBepaoro BemectBa. ESI/APCI(+): 414 (M+H); 436 (M+Na). ESI/APCI(-): 412 (M-H).

Cramust 2. 2-((3-Merokcudenun)amuno)-1-(1-((1-merun-1H-umnnazon-4-nm)cynsponun)-1H-ungon-3-
Wi1)-2-(peHUITAHOH TI0Ny4aiau corjacHo obmei npouenype E n3 2-xmop-1-(1-((1-mermn-1H-umnnazon-4-
un)cynbdonnn)-1 H-unnon-3-mm)-2-hennnstanona (0,166 r, 0,402 mmons) 1 meta-anusuauHa (0,449 v, 4,011
MMOJIb) B arieToHuTpuie (1,5 Mi), o0irydaeMbix B MUKpoBoaHOBOH meun mpu 100°C B Teyerne 30 MmuH. O9ucT-
Koil ¢uen-xpomartorpadueil Ha CHIMKareie ¢ MpUMEeHeHHeM rpanuenta sTmianerata (30-100%) B renrane ¢
nocienyromei ouncTkor npenapatuBaoil BOXX (xomonka XBridge; crmoco6 1) momywanmu 0,058 T (29%) xe-
JIAeMOTO COoeIMHEHHUs B BHIE OexxeBoro TBepnaoro BemectBa. ESI/APCI(+): 501 (M+H). ESI/APCI(-): 499 (M-
H).

Mpumep 176. Tomyuenue 2-((3,5-mumerokcudenmn)amuno)-1-(1-(3-ruapoxcunpomnun)-1H-unmon-3-nmn)-
2-(heHMIITaHOHA.

2-((3,5-Anmeroxcudenmn)amMuto)- 1 -(1-(3-runpoxcunpornmn)- 1 H-unnon-3-uim)-2-GpeHmnTaHo  moyvain
cornacHo obmeit npouenype E uz 2-xmop-1-(1-(3-ruapokcunponwn)-1H-nanon-3-mn)-2-pennmtanona (0,125
r, 0,381 mmomb) u 3,5-mumerokcuanmimHa (0,584 T, 3,813 mMois) B aleroruTpmie (1 M), 00IydaeMbIX B MHK-
poBostHOBOH neun npu 130°C B Tewenue 15 muH. OctaTok ounimanyu ¢ienr-xpomarorpadueil Ha CHUIIMKareie ¢
NpUMEHeHHeM rpafueHTa stwianerata (2-20%) B guxuopMeTaHe. [IOMOTHUTEIHHON OUYMCTKOW (pirer-
xpomarorpadueii Ha cuinKarene ¢ IpuMeHeHHeM rpanuenta >tunarnerara (30-100%) B renraHe ¢ mociexyro-
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meit ouncTkoi npenaparuBHoit BOXKX (kononka XBridge; crioco6 1) momydamu 0,022 r (13%) xenaemoro co-
eanHEeHMs B Buae Oenoro TBepaoro Bemectea. ESI/APCI(+): 445 (M+H).

Ipumep 177. Tlonyuenme 1-(1-(3tuncynbdonnn)-1H-urmon-3-mm)-2-((3-MeToKCHUpEHMIT)aMUHO)-2 -
(heHnmITaHOHA.

Cramus 1. K pactBopy 2-xmop-1-(1H-unnon-3-mn)-2-penmmranona (0,200 r, 0,741 mmons) B DMF (5
MiT), oxnaxkaeHHomy 1o 0°C, mobasisumu ruapun Hatpus (60% nucnepcus B MuHepansHOM Macie; 0,053 T, 1,333
MMOJIb). PeakimoHHyI0 CMeCh MepeMeNInBaiu Mpyu KOMHATHOH TeMrieparype B Teuenne 0,5 1. JloGassmu oTa-
Hecynshormtxopun (0,141 mu, 1,480 mmons) u DMAP (0,005 r, 0,037 MMOJIB) B PEaKIIMOHHYIO CMeCh Tiepe-
MEIIMBAIN NTPA KOMHATHOH TeMreparype B TeueHHe 3 4. JI00aBiIsaan BOAY U PEaKLMOHHYIO CMECh SKCTPAarupo-
BaJIM dTHianeTaToM. OpraHudecKyio ¢as3y IpOMBIBAIM COJEBBIM PAaCTBOPOM, CYIIMIIM HaJl Cylb(haToM HaTpus,
(UIBTPOBAIN M KOHLIEHTPUPOBAJIH T10]] CHIDKCHHBIM JlaBiieHreM. O4ncTKoil duieri-xpomarorpadueii Ha CHINKa-
reje ¢ TNpPUMEHEHWEM TrpanueHTa stwianerata (2-40%) B renrtane mosydamu 0,247 1 (92%) 2-xmop-1-(1-
(atmncynsdonnn)- 1 H-urnon-3-un)-2-peHnmnitaHona B Bujae OexxkeBoro tBepaoro BemectBa. ESI/APCI(+): 362
(M+H). ESI/APCI(-): 360 (M-H).

Cramus 2. 1-(1-(Otuncynbdonnn)-1H-urmon-3-mm)-2-((3-MeTokcudeHm)aMiuHo)-2-GeHMIITAHOH TIOTY-
ganmu corjlacHo obmed mporeaype E w3 2-xmop-1-(1-(atrmncynsdonwmn)-1 H-uamnomn-3-mn)-2-peHmmTaHoHa
(0,130 r, 0,359 mMmoup) u mera-anmsuaunaa (0,402 v, 3,591 Mmmonp) B aneronutpuie (1,5 mir), oOirydaeMbIx B
MuKpoBoJiHOBOH meuu nipu 100°C B Tedenune 45 muH. Ounctkolt dnemnr-xpomaTtorpadueli Ha CHITUKareye ¢ mpu-
MEHEHHEM rpafuenTta auxiopmerana (15-70%) B renrane nmomydanu 0,039 r (25%) xemaeMoro coennHEHUS B
BHJIe GexkeBOro Teporo Bemectsa. ESI/APCI(+): 449 (M+H). ESI/APCI(-): 447 (M-H). 'H SIMP (DMSO-dg) &
9,15 (1H, s); 8,23 (1H, d); 7,87 (1H, d); 7,62 (2H, d); 7,43 (2H, m); 7,25-7,35 (2H, m); 7,14-7,24 (1H, m); 6,89-
6,98 (1H, m); 6,39-6,53 (3H, m); 6,28-6,38 (1H, m); 6,12 (1H, d); 3,68-3,87 (2H, m); 3,63 (3H, s); 1,03 (3H, t).

[Mpumep 178. INonyuenne 1-(5-prop-1-(meruncynsponmn)-1 H-unnon-3-um)-2-((3-mMeTokcudeHmI)aMIHO)-
2-(heHMIITaHOHA.

Cramus 1. K pactBopy 2-xnop-1-(5-prop-1H-unnon-3-un)-2-penmmmranona (0,200 r, 0,695 mmons) B
DMF (5 i), oxnaxaennomy no 0°C, moGasmstmu ruapun Hatpust (60% aucmepcusi B MHHEPaJIbHOM Macie;
0,053 r, 1,333 mMMonb). PeakimoHHyI0 cMech TepeMeIlnBaid IpH KOMHATHOW Temriepatype B Teuenue 0,5 4.
Job6asmsmm meswnxiopun (0,108 mu, 1,395 mmons) 1 DMAP (0,005 r, 0,037 MMOJIb) U pEakIIMOHHYIO CMECh
TepeMeIInBaIi PN KOMHATHOW TeMmepaType B TeueHue 3 4. J[006aBsuTH BOAY M PEaKIMOHHYIO CMECh 3KCTpa-
THpOBaH dTHiIaneraToM. OpraHndeckyro a3y IMpOMBIBAJIM COJIEBBIM PAacTBOPOM, CYIIWIX HaJl cynb(haToM Ha-
Tpus, GUIBTPOBAIA W KOHIICHTPUPOBAIM TOJI CHMKEHHBIM naBieHreM. OuncTkol (drienr-xpomaTtorpadueii Ha
CUJIMKarejie ¢ MprMEHEHHEM rpaaneHTa tunanerara (2-40%) B renrane norydanu 0,219 r (86%) 2-xmop-1-(5-
drop-1-(meTrncynbdonmn)- 1 H-unnon-3-mn)-2-penmmTanona B Buge TBepaoro BemectBa. ESI/APCI(+): 366
(M+H). ESI/APCI(-): 364 (M-H).

Cramust 2. 1-(5-®top-1-(metnncynsdonmnn)-1H-unnon-3-m)-2-((3-MeTokcudeHm)aMuHo)-2-peHmTa-
HOH THOJIydaJId corjlacHo obmied npouexaype E u3 2-xmnop-1-(5-grop-1-(meruncynbdonnn)-1H-unnon-3-un)-2-
¢denmmtanona (0,130 r, 0,355 mmone) u Mera-anmsuaunaa (0,398 mut, 3,555 mmone) B aneronutpmie (1 ),
o0nydaeMbIX B MUKpOBOJTHOBOM Tieun mpu 100°C B TeueHue 45 mun. OCcTaToOK OUHIIany Qiem-xpomaTorpaduen
Ha CHJIMKarejie ¢ IPUMEHEHHEM rpaaueHTa auxiopmerana (15-70%) B renTane. J|OMOTHUTEIHHON OYMCTKON
(em-xpomarorpadueil Ha cuiIMKareie ¢ IpUMEHEHNEM I'pafueHTa sTmianerata (2-40%) B renrane morydana
0,030 r (18%) xemaemoro coemumHeHHs B Buae Oexenoro TBepporo BemiectBa. ESI/APCI(+): 453 (M+H).
ESI/APCI(-): 451 (M-H). 'H SIMP (DMSO-dg) & 9,22 (1H, s); 7,85-7,96 (2H, m); 7,62 (2H, d); 7,32 (3H, m);
7,15-7,26 (1H, m); 6,93 (1H, t); 6,39-6,50 (3H, m); 6,27-6,35 (1H, m); 6,13 (1H, d); 3,69 (3H, s); 3,63 (3H, s).

Ipumep 179. Tomyuenne 1-(6-¢prop-1H-unn0n-3-1m1)-2-((3-MeTokcueHn )aMHHO )-2-(6-METOKCH-
MTUPHUIAH-3 -WT)TaHOHA.

1-(6-®top-1H-nnnoma-3-mn)-2-((3-MeTokcnpeHnI1)aMruHO )-2 -(6-METOKCHUITUPUINH-3-MJT)9TAHOH  TTOJTyYaiIH
coryacHo oOreit mponenype L u3 cMecu 3-0eH3mi-5-(2-ruapoxcnatii)-4-metmiitiason-3-uit xiaopuaa (0,067 r,
0,248 mmonb) u TpusTmiiamuHa (0,035 mi, 0,248 mmoins) B sTanone (0,4 mi), Tper-0yTHI-6-¢TOP-3-PopMuI-
1H-unpnon-1-kapbokcumnara (0,158 r, 0,600 mMmons) u pactBopa 3-MeTOKCH-N-((6-METOKCUIMPHIUH-3-
wn)MetwieH)anununa (0,503 mmons) B atanose (0,735 mu), HarpeBaembix npu 70°C B Tedenue 113 4. Ouncrkoit
¢em-xpomarorpadueil Ha cuIMKaresie ¢ IpUMeHeHneM rpaaueHTa stmianerara (0-100%) B renrane c moce-
Iytomneit ouncTkor mpenapatusHoit TCX ¢ mpuMeHeHneM MetaHoma (5%) B JUXJIOpMETaHe B Ka4eCTBE HIIIOCHTA
nonyganu 0,032 1 (16%) xemaemMoro coeqWHEHHs B BHIE XenToro TBeproro coenunenus. ESI/APCI(+): 406
(M+H); 428 (M+Na). ESI/APCI(-): 404 (M-H).

Ipumep 180. Tlomyuenwe 2-(6-bToprupuau-3-min)-1-(1H-unmon-3-mn)-2-((3-MeTokcnupeHn )aMu-
HO)3TaHOHA.

Cramus 1. PactBop N-((6-hbToprupuanH-3-U1)METHIICH)-3-METOKCHAHIIINHA B 3TAHOJIC TIOTYJalId ITyTEM
HarpeBaHus pactBopa 6-¢propaukoruHansaeruna (0,131 r, 1,047 mmons) u 3-metokcnanmiuna (0,120 mu, 1,074
mMonb) B atanouie (0,5 mur) npu 60°C B Teuenue 4 4. OOpa3oBaHHe UMHHA OBIIIO KOJIMYECTBEHHBIM U PacTBOP
UCTIONB30BaIH 0e3 nomonHuTenbHoi ounctku. ESI/APCI(+): 231 (M+H).

Cragusa 2. 2-(6-Oropmupunus-3-mn)-1-(1H-unmon-3-mm)-2-((3-MeTOKCH(PESHIUIT)aMIHO )3TaHOH TTOTyYaH
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cornacHo obmeit mpornenype K u3 cmecu 3-0eH3mn-5-(2-ruApoKCHITILT )-4-MeTrTHAa301-3-ui xaopuna (0,160 T,
0,593 mmone) u TpudTIIIamuHa (0,100 mi, 0,717 mmons) B aTanone (0,5 mi), TpeT-0yTii-3-hopmiut-1 H-unmon-
1-kap6okcunarta (0,281 r, 1,146 mmons) u pactBopa N-((6-hTOpTmUpHINH-3-HUIT)METHIICH)-3-METOKCHAHIITHHA
(1,047 mmoup) B 3Tanose (1,5 mi), HarpeBaembix pu 60°C B Teuenne 16 4. OuncTkoit drem-xpomarorpadpueit
Ha CHJIMKarejie ¢ MpUMEHeHHeM rpaanenTa stmianetara (0-50%) B rentane ¢ mociexyromeii OYuCTKON mpera-
paruBHOI BOXXX (xomonka XBridge; ctoco6 1) momywamu 0,123 r (31%) >kemaeMoro coeTMHEHUS B BHIE JKEl-
toro tBepaoro coeauneHust. ESI/APCI(+): 376 (M+H). ESI/APCI(-): 374 (M-H).

Ipumep 181. Tlomyuenume 1-(1H-unmon-3-mn)-2-((3-MeTokcrheHNT)aMHUHO )-2-(2-METOKCUTTUPHTNH-3 -
WJT)3TaHOHA.

Cranus 1. PactBop 3-meTokcu-N-((2-MeTOKCUITUPUINH-3-MIT)METHIICH )aHIJIMHA B 3TaHOJIE MOJyqald Iy-
TEM HarpeBaHUs pacTBopa 2-meTtokcuHukoTuHanpaeruaa (0,141 r, 1,028 mmons) u 3-merokcuanmiuaa (0,122 T,
1,088 mmoinb) B 3Tanone (0,5 ) mpu 60°C B Teuenue 18 u. OOpa3oBaHMEe MMUHA OBLTO KOJMYCCTBEHHBIM U
pacTBop Hcnons30Baiy Oe3 pononHuTenbHoM ounctku. ESI/APCI(+): 243 (M+H).

Cranmus 2. 1-(1H-Nunon-3-mm)-2-((3-MeTokcu(eHmI)aMuHO )-2 -(2-ME TOKCHITUPHU IMH-3 -1J1)3TAaHOH MOJIy4a-
mu cormacHo obmei mporeaype K m3 cmecn 3-0eH3MIT-5-(2-TUAPOKCHUATIIN)-4-METHITHA30JI-3-0i  XJIOpUIa
(0,156 r, 0,578 mmoup) u TpudTHiIamMuHa (0,100 My, 0,717 mmons) B aTa”one (0,5 mi), TpeT-0yTri-3-gopmu-
1H-unnon-1-kapbokcunara (0,294 r, 1,199 mmons) u pactBopa 3-MeTOKCH-N-((2-METOKCHITAPHUINH-3-
nn)Merwier)anwmaa (1,028 Mmmoib) B atanone (1,5 mi), HarpeBaembix npu 60°C B Tedenne 16 4. OuncTKoi
(em-xpomarorpadueil Ha crHMKareye ¢ IpUMEHEHHeM rpaguenta stuianerara (0-50%) B renTane ¢ mocie-
IyIOTIeH OYMCTKOW TBepaoda3HbIM dKcTparupoBanneM Ha Cl18-kosoHKE Ajisi 0OparieHHO-(pa30BOW XpOMAaTo-
rpadun ¢ npuMeHeHneM rpaauenta aneronutpuia (30-100%) B Boge nmomyqanu 0,105 r (26%) xenaemoro co-
enauHeHMs B Buae xentoi mensl. ESI/APCI(+): 388 (M+H). ESI/APCI(-): 386 (M-H).

Mpumep 182. Ilonmyuenne 2-((3-mertokcudenmn)amuno)-1-(1-(2-mopdonmuuoarmn)-1H-ungon-3-wum)-2-
(heHmIITaHOHA.

Cramus 1. K pactBopy 2-x10p-1-(1H-unnon-3-un)-2-penmmsranona (0,200 r, 0,741 mmons) B8 DMF (5
Mi1), oxnaxkaeHHomy 1o 0°C, mobasisumu ruapun Hatpus (60% nucnepcus B MuHepansHOM Macie; 0,053 T, 1,333
MMOJIb). PeakimoHHyr0 cMeCh MepeMeIuBaiy Mpu KOMHATHOW TeMriepaType B Tedenue 0,5 4. JlobaBmsumm 4-(2-
opomaTEIIT)MopdosmH (0,287 T, 1,479 Mmmoiie) 1 DMAP (0,005 r, 0,037 MMOIIb) B peakKIIMOHHYIO CMECh TiepeMe-
MIWBajJHM MPU KOMHATHON TeMIepaType BCIO HOUb. J[00aBIsiIM BOLY M PEaKIMOHHYIO CMECh AKCTparupoBad
stunaneratoMm. OpraHudeckyio ¢a3y IpOMBIBAINA COJIEBBIM PACTBOPOM, CYIIWIIA Hall CYIbPaToM HATPHS, QUITH-
TPOBAIX ¥ KOHIIEHTPHPOBAJH IO/ CHIDKCHHBIM JaBieHueM. O4ncTKOH (hiienr-xpomarorpadueii Ha CHInkarese ¢
NpUMeHeHneM rpaauneHta meranona (1-5%) B amxnopmerane momydanu 0,198 r (70%) 2-xmop-1-(1-(2-
MopdosmHoaTHN)- 1 H-nHm01-3-1m)-2-penmatanona B Bune macna. ESI/APCI(+): 383 (M+H); 405 (M+Na).
ESI/APCI(-): 381 (M-H).

Cramus 2. 2-((3-Metokcudenun)amuno)-1-(1-(2-mopdonunoatn)-1H-unnon-3-nn)-2-peHnnstaHon no-
JTydanu coriacHo obmeit npouenype E uz 2-xmop-1-(1-(2-mopdonunostun)-1H-nanon-3-mn)-2-peHnnsTanona
(0,130 r, 0,261 mMMmomp) u mera-anusuauHa (0,402 mi, 3,591 mmons) B aneronutpwiie (1 mir), 00Iy4aeMbIX B
MUKpoBoJiHOBOH Tieun mpu 150°C B Tedenune 15 muH. OctaTok ounmiany ¢uem-xpoMarorpadueii Ha CHITIKarese
Cc TmpuMeHeHWeM TrpamueHta wmeraHoia (1-10%) B muxmopmerane. JIOMOTHUTENHHONH OYMCTKOW —(rierm-
xpomarorpadueii Ha cuiHKarene ¢ IpUMEHEHHEM rpafueHTa sTwiarneTara (5-50%) B quxiopMeraHe ¢ Imoce-
Iytomnei ouncTkoi npemaparuBHoit BOXXX (komonka XBridge; coco6 4) momywanu 0,019 t (15%) sxemaemoro
POLYKTA B BHJE GexeBoro Teepaoro Bemecta. ESI/APCI(+): 470 (M+H). ES/APCI(-): 468 (M-H). 'H SIMP
(DMSO-de) 6 8,95 (1H, s); 8,17 (1H, d); 7,57 (3H, m); 7,15-7,35 (5H, m); 6,92 (1H, t); 6,32 (3H, m); 6,11 (1H,
d); 6,02 (1H, d); 4,40 (2H, m); 3,62 (3H, s); 3,52 (4H, m); 3,37 (2H, m); 2,74 (2H, m); 2,40 (3H, m).

IMpumep 183. IMomyuyenune 2-((3-merokcudpenmn)amuHo)-2-¢perni-1-(1-(munepunun-4-uncynsponmn)-1H-
WHJI0J1-3-1JT)3TaHOHA.

Cramus 1. K pactBopy 2-x10p-1-(1H-unnon-3-un)-2-penmmranona (0,200 r, 0,741 mmons) B8 DMF (5
M), oxsakaeHHoMy 1o 0°C, nobasmsim ruapun Hatpus (60% aucnepeust B MuHepansHoM Macie; 0,053 r, 1,333
MMOJIB). PeakironHyo cMech epeMeIinBaii Ipy KOMHATHOW TemriepaTtype B Teuenue 0,5 4. JloGasnsun GeH-
3uiI-4-(xs10pcynbGoHIT ) TUnepuauH- 1 -kapookennat (0,471 r, 1,482 mmons) 1 DMAP (0,005 1, 0,037 MMonb) n
PEaKIMOHHYIO CMECh IIepEeMEINBaI MPH KOMHATHOHN TemmepaType B TedeHne 3 4. J[o0aBisim BOAy U CMeCh
SKCTparupoBaiy dTmianeraToM. OpraHndeckyro ¢a3y MpPOMBIBATIH COJEBBIM PAacTBOPOM, CYIIWIH HaJa Cyibda-
TOM HaTpusa, (UIBTPOBATM ¥ KOHIEHTPUPOBAIM IO CHIDKEHHBIM AaBiieHHeM. OuncTKOW Qiem-xpoMa-
Torpadueii Ha cuIMKaresie ¢ IpUMEHEHNEM TrpaauenTa stuianetara (5-50%) B renrane nomyganu 0,320 T (78%)
oen3mn-4-((3-(2-xmop-2-hennnanernn)- 1| H-uamo- 1 -win)cynbGoHmn ) munepuanH- | -kapookcuiata B Buae 0ero-
ro TBepzoro BemectBa. ESI/APCI(+): 551 (M+H); 573 (M+Na). ESI/APCI(-): 549 (M-H).

Cramus 2. bensmin-4-((3-(2-((3-merokcudenmn)aMuHo)-2-penmnanetin)- 1 H-uanon-1-n)cynsdonun)nu-
HepHUINH- 1 -KapOOKCcHIaT ToNydyany coracHo obuier npoueaype E u3 6ensun-4-((3-(2-xnop-2-denunanetnin)-
1H-unpon-1-mn)cynsdonmn)nunepuaus- 1 -kapookeunara (0,150 r, 0,272 mmous) u Meta-anusununa (0,304 mu,
2,724 mMonb) B aneronutpmiie (1 mir), oOxydaeMbIXx B MHUKpOBOJIHOBOH neud npu 150°C B TedeHue 15 MuH.
Ouncrkoii Quem-xpomarorpadueil Ha CHIIMKareje ¢ IpUMEHEHHEeM rpaaneHTa stuianerata (2-40%) B renraHe
nonyganmu 0,068 T (39%) xemaemoro coemuHeHus B BHIE OexeBoro TBepmoro BemectBa. ESI/APCI(+): 638
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(M+H); 660 (M+Na). ESI/APCI(-): 636 (M-H).

Cramgus 3. Cmech Oen3mi-4-((3-(2-((3-meTokcud e )amMuHo)-2-penmnanetn)- | H-uamon-1-um)cynbdo-
HUT)unepuanH- 1 -kapookcunara (0,135 r, 0,212 mmons), ammonntihopmmara (0,047 r, 0,741 MMOIb) ¥ THIPO-
kerna namaans (0,003 r, 0,021 mmons) B cMmecu Metanona (1 M) m THF (0,5 M) o6irydani B MUKPOBOITHOBOM
neun ipu 100°C B Teuenue 10 mua. CMech QUIBTPOBAIH Yepe3 MPOKIAAKY EUTHTa U QUIBTPAT KOHIICHTPUPO-
BaJIM TIOJ] CHIDKCHHBIM AaBiieHHeM. OUUCTKOH Quren-xpoMaTorpadueil Ha CHINKaresie ¢ IpUMEHEHHEM Tpaau-
eara Mmetanona (1-10%) B mmxmopmerane ¢ mocnexayromed oumcTkoil mpemapatuBHoW BDXKX (komonka
XBridge; cmoco6 4) momygamu 0,009 r (8%) 2-((3-meroxcupenmt)amuHo)-2-¢perm-1-(1-(mumepunua-4-
wicynbponnn)-1 H-unnon-3-uwi)stanona B Bujae OexeBoro tBepaoro BemecTBa. ESI/APCI(+): 504 (M+H).
ESI/APCI(-): 502 (M-H).

[Mpumep 184. ITomyuenue 4-((2-(1H-unnomn-3-um)-2-okco- 1 -GpeHmIITHII)aMIHO ) -2 -METOKCHOCH30HUTPHIIA.

Cramust 1. 4-(beH3wmnneHaMUHO)-2-METOKCUOCH30HUTPIII TIOJTyYald KOJMYECTBEHHO COTJIACHO OOIIEH
npouenype | u3z 6enzanpaeruna (0,102 mi, 1,004 mmons) u 4-amuHO-2-MeTokcubenzonutpuia (0,148 T, 0,999
MMOJIb).

Cramus 2. 4-((2-(1H-Uumon-3-wmi)-2-0kco- 1 -heHUIITHIT)aMHHO )-2-METOKCHOSCH30HUTPHIT  TIOMY4Yald CO-
rmacHo obOmeidt mporenype K m3 cmecu 3-0eH3un-5-(2-ruapokcudTiun)-4-meTmituazonmid xmopuaa (0,135 T,
0,500 mmoutp) u TpuaTIITamMuHa (0,070 Mo, 0,505 MMoiIb) B aTaHome (2 M), TpeT-0yTria-3-popmui-1 H-uagon-1-
kapOokcmimata (0,245 r, 1,000 mmons) u pactBopa 4-(OeH3MIHIEHAMUHO)-2-MeTOKCcuOeH3ounTpmiaa (0,999
MMoJIb) B 3Tanosie (1 mi), HarpeBaembIx Tipu 70°C Bcio HOYb. OcTaTok ouHMImaiu ¢em-xpomMarorpadueii Ha
CHJIMKarejie ¢ IpUMEHEeHHeM rpanuenTa stmnarnerata (15-70%) B renrane. [[omoTHATEIPHON OYNUCTKON (hirer-
xpoMatorpaduell Ha CHIMKareje ¢ NMpUMEHEHHeM rpaaueHta auxiopmerana (30-100%) B renrane c mocre-
JyIomeil o4ucTKoH (urem-xpomarorpadueii Ha cumkarene ¢ MpuMeHEHHEM TpaauenTa stunanerara (1-10%) B
muxiopmerane moiydanu 0,100 r (26%) >kelnaeMOro COCTUHECHUS B BHJIE OCKEBOTO TBEPAOTO BEIIECTBA.
ESI/APCI(+): 382 (M+H). ESI/APCI(-): 380 (M-H). 'H SIMP (DMSO-d¢) & 12,25 (1H, br s); 8,89 (1H, s); 8,17
(1H, d); 7,65 (2H, d); 7,46 (2H, t); 7,12-7,38 (6H, m); 6,63 (1H, br s); 6,49 (1H, d); 6,24 (1H, d); 3,76 (3H, s).

Mpumep 185. TIlomywennme  1-(5-(ruppoxcumernin)-1H-unnon-3-wmm)-2-((3-mMeTokcudeHmT)aMiHO)-2-
(heHmIITaHOHA.

Cramus 1. K pactBopy (1H-unmon-5-um)meranona (0,253 r, 1,719 mmons), tpudtinamuna (0,479 wmur,
3,437 mmons) u DMAP (0,021 1, 0,172 mmons) B auxsopmetane (4 mi) nobasisuim TBDMSCI (0,285 1, 1,891
MMOJIb) M PEAaKIMOHHYIO CMECh IepEeMEIINBAN MPH KOMHATHON TeMIepaType B TeueHHe 2 4. PeaknuoHHYIO
CMech KOHIICHTPHPOBAJIH ITOJI CHIDKEHHBIM JIaBJICHHEM M OCTATOK Pa3IeiIuTH MEXKAY 3TWIALETATOM M HACHIIICH-
HBIM pacTBOpoM OnkapOoHaTa HaTpus. CIIOW pa3aeNsii U BOJHBIA CIIOW IKCTparupoBaiu dTmianeTatoM. Opra-
HU4YecKue (a3l 00beAnHAIH, TpoMbIBaK 0,5H. pacTBOPOM XJIOPBOJOPOIHON KHCIOTON U COJIEBBIM PACTBOPOM,
CYIIWJIU HAJ CyIb(aToM HATpus, QUIBTPOBAIH M KOHICHTPUPOBAIHU O]l CHUKCHHBIM JTaBJICHUECM C MOTyYCHH-
em 0,370 1 (82%) 5-(((tper-Oyrnnmnmerincuman)okcn)merin)-1 H-uagoma. 'H SIMP (DMSO-de) & 10,95 (1H,
brs); 7,39 (1H, s); 7,20-7,31 (2H, m); 6,96 (1H, d); 6,32 (1H, s); 4,67 (2H, s); 3,27 (6H, s); 0,83 (9H, s).

Cramus 2. 1-(5-(((rper-Byrunnumernncunun)okcn)meTtwin)- 1 H-uamon-3-nm)-2-xmop-2-GpeHnInTaHoH  1o-
JTydaid coryiacHo oOmieit mporeaype A u3 o-xmopdenmnanermixmopuna (0,208 mi, 1,415 mMoins), 5-(((Tpert-
oyTunauMeTmicumn)okcu)Metn)- 1 H-uamona (0,370 r, 1,415 mmone) u mupuauna (0,114 mo, 1,415 MmMons) B
tomyosie (4 M) mpu 55°C. TBepaoe BemIeCTBO, MOIYYCHHOE MOCIE OCaXICHIUS, TEPCKPUCTAIUTM30BBIBATIN U3
aneroHutpmwia ¢ nomydernem 0,183 r (31%) sxkemaeMoro coenMHEHHs B BHJAE PO30BOTO TBEPAOTO BEILECTBA.
ESI/APCI(-): 412, 414 (M-H).

Cramus 3. 1-(5-(I'mapoxcumetwn)-1H-unmnomn-3-wmmn)-2-((3-meTokcudeHna)aMuHO )-2-PeHIIAITAHOH  TIOJY-
gaimu coryacHo oOmieit mpoueaype E w3 1-(5-(((Tper-OyTHiiauMeTHIICHITIIT)OKCH )MeThN )- | H-rmHmon-3-1i)-2-
xyop-2-permmTanona (0,100 T, 0,242 mmois) u 3-meTokcuanmwnuHa (0,541 mi, 4,832 MMOIb) B alleTOHUTPHIIE
(1 M), oGmydaeMbIx B MUKpoBOIHOBOH meun npu 150°C B Teyenne 30 muH. OuncTkolt ¢iem-xpomarorpadpueit
Ha CHJIMKareyie ¢ mpuMeHeHneM rpaaneHTa stmnanerara (0-100%) B renTane ¢ mocienyromeil O9iCTKOM mpera-
patuBHO#t BOXKX (romonka XBridge; crmoco6 5) momywanu 0,002 r (2%) xemaemoro npoaykra. ESI/APCI(+):
387 (M+H). ESI/APCI(-): 385 (M-H).

IMpumep 186. Ilomyuenme Ttper-OyTmi-3-(2-((3-MeTokcndpennn)aMnuHo)-2-peHmanerun)-1-merun-6,7-
muruapo-1H-mmpazono[4,3-cuupuaun-5(4H)-kapOokcnnara.

tper-byrnin-3-(2-((3-merokcudennn)amuno)-2-peHnaneTun)- 1 -metui-6, 7-nuruapo- 1 H-nupazosno[4,3-
c|mupunun-5(4H)-kapOokcmiar moiydand coriiacHo obmed mpomenype L w3 cmecum  3-OeH3mi-5-(2-
TUAPOKCUATHN )-4-MeTrnTHa3on-3-uii xnopuna (0,117 r, 0,433 mmons) u TpwdTwiamuaa (0,061 wmur, 0,433
MMoJIb) B atanosie (1 mu), Tper-OyTmi-3-popmui-1-mernin-6,7-guruapo-1H-mupasono[4,3-c]mupuaun-5(4H)-
kapOokcmiata (0,230 1, 0,867 MMoub) 1 pacTBopa N-OeH3mIMAeH-3-MeTokcnanwinaa (0,867 MMOIb) B 3TaHOJIE
(1 mur), HarpeBaembix mpu 70°C B Teuenue 24 4. O4ucTKon ¢ureni-xpoMarorpadueit Ha CUIMKarese ¢ MpuMeHe-
HueM rpaaumeHta ostmianerata (0-80%) B remrane momywdanm 0,235 T (57%) KemaeMoro COeIWHEHHS.
ESI/APCI(+): 477 (M+H).

Ipumep 187. Momyuenne 2-((3-merokcudenun)amuno)-1-(1-metmi-4,5,6,7-rerparuapo- 1 H-nmupazono[4,3-
c]mupuanH-3-m)-2-pEeHNIITAHOH THIPOXJIOpHIA.
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K pactBopy Ttper-Oyrun-3-(2-((3-merokcudenun)amuno)-2-penunaneTuin)- 1 -metuin-6,7-muruapo- 1 H-
npasono[4,3-c]mupunun-5(4H)-kap6okcunara (0,235 1, 0,493 MMonb) B nuokcane (2 MiT), OXJIQXKISHHOMY JI0
0°C, mo kammsaM 106aBsuM 4H. pacTBOp xjopuaa Bogopona B auokcane (5,000 mm, 20,00 mmouts). Peakimon-
HYIO CMECh OCTABIISUIM HATPEBATHCS O KOMHATHON TeMIIEpaTyphl U EPEeMEIINBAIN TP KOMHATHOH TeMIlepaTy-
pe B Teuerne 30 MuH. PeakImoHHy0 cMech KOHIICHTPHPOBAIH O] CHIDKEHHBIM JaBieHneM. OCTaToK mepeTH-
paji B MOPOIIOK C ITUATHUIOBBIM 3(HPOM H MOIYICHHOE TBEPIOE BEIIECTBO (PMIBTPOBAIH M CYIIWIH IOJ CHU-
JKeHHBIM JIaBJICHHEM Haja okcuaoM docdopa (V) ¢ noxyueruem 0,104 1 (48%) 2-((3-meTokcudenna)aMuHo)-1-
(1-metmin-4,5,6,7-rerparuapo- 1 H-mupazono[4,3-cmupunna-3-mn)-2-heHnIITaHOH THAPOXJIOPHIA B BHIE 3eIe-
Horo TBepzoro Bemectsa. ESI/APCI(+): 377 (M+H). ESI/APCI(-): 375 (M-H).

[pumep 188. [Monyuenue 1-(7-meTokcu-1H-uan0m1-3-1m1)-2-((3-METOKCUPECHIIT)aMUHO )-2-PECHUIITAHOHA.

Cramus 1. K pactBopy DMF (0,600 mi, 7,749 MMonb) B quxnopMeTane (2 mit), oxiaxiaeHHoMy 1o -15°C,
Mo KarisiM o0aBistmn okcuxiopun docdopa (0,350 v, 3,755 mmons). Yepes 15 mun npu -15°C modaBmsm
pactBop 7-merokcu-1H-unnona (0,498 r, 3,384 Mmmons) B nquxiopmerane (1,5 mir). PeakumoHHyro cMech ocTaB-
JSUTH HarpeBaThCs 10 KOMHATHOM TeMIepaTypbl ¥ IepeMEIlNBaIl IPH KOMHATHOH TeMIeparype BClo Houb. Pe-
aKIIMOHHYIO0 CMECh MPEeBpallaid B OCHOBaHKE IpH momomtu 1M pacTBopa THIPOKCHAA HATPUSA U SKCTParupoBa-
i quxyopmetaHoM. Opraandeckyro Ga3y Cymwim Hal cyiabhaToM MarHus, (GrIbTpOBadl U KOHIIEHTPHPOBAIH
TIOJ CHIDKCHHBIM JaBiieHreM. OUHCTKOH (rem-xpoMaTorpadueil Ha cuiMKareiie ¢ MpUMEHEHHEM JTHIaneTara
(50%) B renrane B kadecTBe 3mroeHTa nomydanu 0,346 r (58%) 7-meroxcu-1H-uanon-3-kapbansaernaa B BUIE
3eneHoro teeporo Bemectsa. 'H SIMP (DMSO-dq) & 12,31 (1H, br s); 9,92 (1H, s); 8,17 (1H, s); 7,65 (1H, d);
7,14 (1H, t); 6,84 (1H, d); 3,94 (3H, s).

TpeT-byTnn-3-popmui-7-merokcu- 1 H-uanomn-1-kapbokcuiar moiaydanu cortacHo oomeit npouenype F u3
7-metokcu-1H-unnon-3-kapbanpaeruna (0,346 r, 1,975 mmons), mu-tper-OyTmi-mukapOokcunara (0,552 T,
2,529 mmons) u DMAP (0,032 1, 0,262 MmMons) B anleToHuTpriie (6 Min) ¢ nonyderueM 0,505 r (93%) xemaemo-
o MPOJYKTA B BHIE OPAHXKeBOro TBepaoro Bemecta. ES/APCI(+): 276 (M+H). 'H SIMP (DMSO-dg) & 10,03
(1H, s); 8,59 (1H, s); 7,74 (1H, d); 7,73 (1H, t); 7,05 (1H, d); 3,92 (3H, s); 1,61 (9H, s).

Cramus 3. 1-(7-Merokcu-1H-unnon-3-mn)-2-((3-meToxcudeHna)aMuHo )-2-HEeHUIITAHOH TIOJTyYalli CO-
riacHo obmeit npouenype K u3 cmecn 3-6enzmin-5-(2-ruapokcnatui)-4-metunruaszon-3-ui xaopuaa (0,161 T,
0,597 mmous) u TpusTHiamMuHa (0,100 mi, 0,717 MMmonb) B 9TaHone, Tper-OyTmi-3-popmui-7-metokcu-1H-
nHA07-1-kapbokcunara (0,297 r, 1,079 mmons) u pactBopa N-OeH3unmuaeH-3-meTokcuanmnuaa (1,037 Mmons) B
aranone (1,5 mr), HarpeBaeMbix rpu 60°C B Teuenue 16 4. Ounctkoit duemr-xpomaTorpadueli Ha CHITUKarese ¢
nprMeHeHneM rpaguenta stunanetara (0-40%) B renTane ¢ mocneayromeil o9ucTKo# npemaparuBHoi BOXKX
(xomonka XBridge; croco6 2) moxywanu 0,018 T (4%) >xemaeMoro COSIMHEHUS B BHJIE JKEITOTO TBEPIOTO CO-
equaenns. ESI/APCI(+): 387 (M+H). ESI/APCI(-): 385 (M-H).

IIpumep 189. Tlomyduenune 1-(1,5-mumernn-4,5,6,7-rerparuapo-1H-mmupazono[4,3-cmupuann-3-nm)-2-((3-
METOKCHU(EHMIT)aMHHO )-2-(heHUIITAHOHA.

K nmnepememmBaemomy  pactBopy  2-((3-merokcudenwn)amuno)-1-(1-metun-4,5,6,7-rerparugpo-1H-
npasono[4,3-c]mupunun-3-mn)-2-peHmmTadod ruapoxiopuaa (0,086 r, 0,208 mmons) B THF (2 M) nobass-
m tpusTiinamuH (0,087 mu, 0,625 mmois), popmansaerun (0,047 mi, 0,625 MMOIb), TpHALIETOKCHOOPTUAPH
Hatpus (0,132 r, 0,625 MMOJIB) M KaIuII0 YKCYCHOW KHCIIOTHI. PEakIMOHHYIO CMECh NepeMeNInBaId IpH KOM-
HaTHOHM TeMmmeparype B TeueHHue 16 4 M KOHIIEHTPUPOBAIN MO CHIDKEHHBIM JaBieHHeM. OCTaTOK pacTBOPSUIN B
IUXJIOpMETaHe U J0OaBIsIM cMech MeTaHoua U 25% pactBopa ruapokcuna ammoHus (9/1). Ocamox ¢pumsTpoBa-
JU W TPOMBIBATHN IUXJIOpMEeTaHOM. QDHIBTpaT KOHICHTPHUPOBAIHM MO CHHKCHHBIM HaBieHHEM. OYHCTKOH
(em-xpomarorpadueil Ha cHIMKaree ¢ MPUMEHEHHEM I'pagieHTa MeTaHosa/25% runpokcuaa ammonus (9/1)
(0-10%) B muxiopmerane momywanu 0,030 r (35%) 1-(1,5-mmmernn-4,5,6,7-terparuapo-1H-mmpasomno[4,3-
c]mupuaus-3-mn)-2-((3-Metokcndennt)amuno)-2-permmranona. ES/APCI(+): 391 (M+H). 'H SIMP (DMSO-
d¢) 6 7,51 (2H, d); 7,27-7,36 (2H, m); 7,18-7,26 (1H, m); 6,92 (1H, t); 6,33-6,44 (1H, m); 6,18-6,32 (3H, m);
6,12 (1H, d); 3,84 (3H, s); 3,61 (3H, s); 3,37-3,51 (2H, m); 2,53-2,75 (4H, m); 2,32 (3H, s).

IMpumep 190. ITonyuenue 2-((3-merokcudenmn)amMuHo)-1-(7-metmn-1H-uanon-3-nm)-2-peHnsTanoHa.

Cranus 1. tper-bytun-3-dpopmuin-7-mermin-1H-nnnomn-1-kapOokcuiar norydany coryiacHo oOmieit mpoue-
nype F u3 7-metun-1H-unnon-3-kapbamsaeruaa (0,500 r, 3,141 mmons), mu-tper-Oytminukapookcmnara (0,910
r, 4,170 mmons) u DMAP (0,057 1, 0,467 mmonb) B anetonutprie (10 mm) ¢ momydenuem 0,790 r (97%) xe-
JIAEMOTO MPOJAYKTa B BHAE OexeBoro Tepaoro semectsa. ESI/APCI(+): 260 (M+H). 'H SIMP (DMSO-ds) &
10,05 (1H, s); 8,65 (1H, s); 8,03 (1H, d); 7,28 (2H, m); 2,54 (3H, s); 1,64 (9H, s).

Cragus 2. 2-((3-Metokcudenmn)aMmuHo)- 1 -(7-meTwin- 1 H-uanomn-3-mn)-2-QpeHmIITaHoH MoTydaid COorJiac-
HO o0mieit nmporenype K u3 cmecu 3-0eH3MI-5-(2-ruapOoKCHAITHN )-4-MeTrITHA301-3-uii xmopuna (0,145 r, 0,537
MMoub) U TpudTIiIamuHa (0,100 M, 0,717 mmoinb) B atanone (0,5 mur), TpeT-0yTnin-3-dopmun-7-metuin-1H-
nHA07-1-kapbokcuiara (0,280 1, 1,080 mmois) 1 pactBopa N-OeH3ununeH-3-meTokcuanmiuHa (0,989 Mmmons) B
aranone (1,5 mur), HarpeBaeMbix rpu 60°C B Teuenue 16 4. Ounctkoit duemr-xpomaTtorpadueli Ha CHITUKarese ¢
nprMeHeHrneM TpanuenTta sTmianerata (20-50%) B remraHe ¢ MOCIEAYIOUNINM OCAKICHHEM W3 IHATHIIOBOTO
a¢upa nomxygamu 0,019 r (5%) xemaemoro coennHeHHs B BUAE XKenToro TBepaoro coexuHenus. ESI/APCI(+):
371 (M+H). ESI/APCI(-): 369 (M-H).
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[Mpumep 191. Ionyuyenne 2-((3-meroxcupenna)aMuno)-1-(6-metun-1H-nuppoo[2,3-b]nupuaus-3-um)-2-
(heHmIITaHOHA.

Cramus 1. Tper-bByrun-3-dpopmun-6-metwn-1H-muppoino[2,3-b]mupuana-1-kapOokcuiaT Moxydalid Cco-
riracHo obmei npouenype F uz 6-merun-1H-nmuppono[2,3-b]mupunun-3-kapoamsaeruna (0,481 r, 3,003 mmodn),
nmu-TpeT-OyTrnaukapoonara (0,786 T, 3,601 mmons) 1 DMAP (0,037 r, 0,300 Mmoinb) B anetonutpuie (7,5 M)
¢ moiryuerueM 0,753 1 (96%) xemaeMoro coeTMHEHHUSI.

Cramus 2. 2-((3-Metokcudenwn)amuno)-1-(6-metwi- 1 H-nupposo[2,3-b jnrupuana-3-wun)-2-peHuII TaHOH
TOJTy4Yajl CoriacHo oomieii mporemype L 3 cMecn 3-0eH3MI-5-(2-THAPOKCUITHN )-4-METHIATHA30I-3-UH XJIOpH-
na (0,135 r, 0,556 mmonb) u TpuaTIiiamuHa (0,075 mi, 0,541 Mmois) B atanose (1 mi), TpeT-0yTHi-3-hopmui-
6-meTmn- 1 H-nuppono[2,3-b]mupunnn- 1 -xkapookcmiara (0,260 t, 0,999 mmons) u pactBopa N-OeH3WIUACH-3-
merokcnanmwinHa (0,999 mmons) B atanone (1 mi), HarpeBaembix pu 70°C B Teuenue 2 cyrok. OcTaTok o4u-
manu ¢aem-xpomarorpadueil Ha CHIIMKareie ¢ NMpUMEHeHHeM TpanueHTta 3trinanetara (0-100%) B remrane.
JononHautensHON 09MCTKOM (reni-xpomarorpadueil Ha CuiIMKareliie ¢ MpuMeHeHneM stuianerara (55%) B remn-
TaHe B KauecTBe doeHTa nosrydanu 0,058 r (15%) xenaeMoro coeMHeHHs B BUjie OEI0T0 TBEPAOTO BEIIECTBA.
ESI/APCI(+): 372 (M+H). ESI/APCI(-): 370 (M-H).

Ipumep 192. Tlomyuenwme 1-(1H-urmon-3-mm)-2-((3-MeTokcuEeHIIT)aMUHO)-2-(6-METHITAPUIAH-3 -
WIJT)9TaHOHA.

Cramus 1. PactBop 3-meTokcH-N-((6-MeTUIHPUANH-3-HIT)METHIICH )aHIJINHA B OTAHOJIE MOJTYJald ITyTeM
HarpeBaHus pacTBopa 6-merunHUKOoTHHANBACTHAA (0,126 T, 1,023 MMoib) U 3-Metokcnanwmmna (0,125 T, 1,131
MMoutb) B ataHose (0,5 mi) npu 60°C B Teuenue 18 4. OOpa3zoBanre UMHUHA OBUTO KOJIMYECTBEHHBIM U PacTBOP
UCTIONB30BaIH Oe3 nomonHuTeapHo# ounctku. ESI/APCI(+): 227 (M+H). ESI/APCI(-): 225 (M-H).

Cramus 2. 1-(1H-Uunon-3-mm)-2-((3-MeTOKCUPESHIT)aMUHO )-2-(6-METHITHUPUIUH-3 -1 )3TAHOH TTOTyYaTH
cornacHo obmelt mporenype K u3 cmecu 3-0eH3mt-5-(2-ruApoKCHATILT )-4-MeTrTHA301-3-ui xaopuna (0,135 T,
0,500 mmounp) u TpudTIIIamuHa (0,400 mi, 2,886 Mmonb) B aTanone (0,5 M), TpeT-0yTii-3-hopmiut- 1 H-unmgon-
1-xap6okcunara (0,270 r, 1,101 Mmoip) u pactBopa 3-MeTokcH-N-((6-MeTHIUPHUIANH-3-1IT)METHIICH )aHUINHA
(1,023 mMmoup) B aTanose (1,5 mi), HarpeBaembix pu 60°C B Teuenne 48 4. OuncTkoil diem-xpomarorpadpueit
Ha CHJIMKarejie ¢ MpUMEHeHHeM TpanuenTa stunarerata (20-70%) B rentane ¢ MOCIESIYIOIIAM OCAXKACHUEM U3
Metanona noxy4danu 0,021 r (6%) xemaemoro coeaAnHEHNS B BHIe OexeBoro TBepaoro BemectBa. ESI/APCI(+):
372 (M+H). ESI/APCI(-): 370 (M-H).

IIpumep 193. Tomyuenune 1-(5-dbrop-1H-mupposo[2,3-b]mupunnn-3-mn)-2-((3-MeTOKCUPEHIIT)aMHHO)-2-
(heHnITAaHOHA.

Cramust 1. K pacrBopy S-¢Top-1H-muppono[2,3-bjmupuanna (0,545 r, 4,004 mmons) B cmecu 1,2-
muxyopatana (10 mi) u mHurpomerana (10 mi), oxnakaenHomy no 0°C, noGasismi B atMocdepe aproHa Ju-
xnop(merokcn)metad (1,825 mi, 20,00 Mmois) u puxnopua amomunns (1,600 T, 12,00 mmons). Peakunonnyro
cMech IrepeMemnBany B Tedenne 1 4. Peakumio racunm moGaBieHHeM BOJBI M HACBIIIEHHOTO pacTBOpa Oukap-
Oonata HaTpus. PeakmOHHYIO CMech SKCTparupoBaiy CMEChIO JuxJiopMeTaHa u tanoia (9/1). Oprannueckui
CJIOW TIPOMBIBAJIM COJIEBBIM PACTBOPOM, CYLIMJIM HaJ CyJIb(aToM Maraus, QUIbTPOBAIM M KOHIEHTPUPOBAIH
MOJ CHIDKEHHBIM aaBiieHHeM ¢ momydeHuem 0,503 r (77%) 5-drop-1H-muppono[2,3-bmupunmn-3-kapOans-
JIeTH/Ia B BHJIE KOPHYHEBOro TBeporo Bemectsa. ESI/APCI(-): 163 (M-H). 'H SIMP (DMSO-ds) & 12,88 (1H, br
s); 9,94 (1H, s); 8,57 (1H, d); 8,37-8,42 (1H, m); 8,40 (1H, br s); 8,18 (1H, dd).

Cramus 2. tpet-bytnn-5-drop-3-dpopmui-1H-mmupporno[2,3-b Jnupuaus- 1 -kapOOKCHIAT MOTyJau COTIac-
HO obmieit mponenype F u3 5-dprop-1H-mupposo[2,3-b]mupunun-3-kapoamsaeruga (0,497 r, 3,028 Mmons), au-
TpeT-OyTunaukap6onara (0,793 r, 3,633 mmons) u DMAP (0,037 1, 0,303 mmons) B aneronutpuite (7,5 mi) ¢
nonyuenreM 0,687 T (86%) KeTaeMOTO COCIMHEHWS B BHIE KOPHYHEBOTO TBepaoro semectsa. 'H SIMP
(DMSO-dg) 6 10,06 (1H, s); 8,89 (1H, s); 8,54 (1H, d); 8,25 (1H, dd); 1,66 (9 H, s).

Cramus 3. 1-(5-@rop-1H-nuppono[2,3-b]nupuaun-3-mi)-2-((3-MeTokcudeHIIT)aMIHO )-2-(heHUII TAHOH
MOJYYalid COTJIAacHO o0iei mpouenaype L u3 cmecn 3-0eH3UI-5-(2-THAPOKCHITHN )-4-METHATHA30II-3-Ui XJIOPH-
na (0,135 1, 0,556 Mmonb) u TpuatiiamuHa (0,070 mi, 0,505 mmons) B aTanoxe (1 mi), Tper-0yTHi-S-¢pTop-3-
¢opmmit-1H-nmuppoio[ 2,3-b]mupuann-1-kapookcunara (0,264 r, 0,999 mmons) u pactBopa N-OeH3miHaeH-3-
merokcnanmwinHa (0,998 mMmonb) B stanone (1 mi), HarpeBaembix mpu 70°C B Teuenme 2 cyrok. OUHCTKOM
¢em-xpomarorpadueil Ha cuiaMKareie ¢ NpUMEHeHHeM rpaauenTa stuianerara (0-80%) B renrane ¢ moce-
IYIOIINM OCaXIE€HHEeM M3 TUATIIIOBOro 3¢upa momyganu 0,034 r (9%) xemaemMoro coenHeHNs B BUAE OEIOro
tBepaoro BeniectBa. ESI/APCI(+): 376 (M+H). ESI/APCI(-): 374 (M+H).

IIpumep 194. Tonydenne 1-(5-((mumeTmnamuno )metnn)- 1 H-uamon-3-mm)-2-((3-MeToKkCu(eHI ) aMIHO )-2 -
(heHnITAaHOHA.

Cramus 1. PactBop 1H-unmon-5-kap6ansaeruna (1,000 r, 6,889 Mmomnp), 2 M pacTBop AUMETHIAMUHA B
THF (5,170 mi, 10,34 MMomb), YKCycHYIO KHUCIOTY (2,370 M, 41,40 MMOJIb) U TPHALIETOKCUOOPTHIPHT HATPUS
(3,650 1, 17,22 mmonb) B THF (20 mir) narpeanu 1o 75°C B Teyenue 3 4. PeakiionHyo cmech QUIBTPOBAIIN U
(uIbTPaT KOHLECHTPUPOBAJIH T10]] CHIKEHHBIM HaBiieHneM. OuncTkoi dieni-xpomarorpadueiil Ha CHITUKaresne ¢
NpUMEHEHNEeM I'paineHTa MeTanomna/25% runpokcuna ammonus (9/1) (0-12%) B nuxnopmerane noxydanu 0,657
r (55%) 1-(1H-unmon-5-mn)-N,N-gumermmeranamuna. ESI/APCI(+): 175 (M+H).
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Cragus 2. K DMF (2 mn), oxmaxmaemomy o 0°C, o karmisM nobaeisuin okcuxiopun ¢ocdopa (0,520
M1, 5,579 MMoITb) 1 peakiMoHHyI0 cMech nepeMemnuBainy npu 0°C B Tedenue 30 mun. PactBop 1-(1H-unmon-5-
nn)-N,N-nmumermimeranamuna (0,486 r, 2,789 mmois) B DMF (5 M) 1o karumsiM T00aBIISITH K XOJIOAHOMY pea-
reaTy BunbcMmeiiepa n peakIHOHHYIO CMeCh IIepeMENIHBaN IPU KOMHATHOH TeMIiepaType B Tedenue 3 4. Cyc-
TIEH3WI0 BBIIMBAIM B CMECH JIbJIa/BOABI M HEUTpaIM30Bald 1H. pacTBOPOM THAPOKCHIA HaTpus. BoaHbIN ciioi
JKCTParupoBalid CMEChIO MUXJIopMeTaHa u 3Tanona (9/1) u stunanerarom. Opranndeckue Gpassl 0OBEAUHSIN U
KOHIICHTPUPOBAJIX IT0]T CHIDKCHHBIM JaBieHneM. OUucTKo# (urent-xpomarorpadueil Ha cuiaukareie ¢ npuMeHe-
HueM rpanuenta meraHona (0-10%) B muxmopmerane momydamu 0,365 1 (65%) 5-((aumetnnamuno)metwn)-1H-
unpon-3-kapoampaeruna. ESI/APCI(+): 203 (M+H).

Cramust 3. tper-bBytnin-5-((aumernnamuno)merin)-3-popmui-1 H-namon-1-kapOokcuiaT mojydand co-
riacHo obmed mpouenype F u3 S-((aumermmamuuo)mermin)-1H-unnon-3-kapbansaernna (0,365 1, 1,805
MMOJIb), TU-TpeT-OyTrinukapoonata (0,473 r, 2,166 mmons) 1 DMAP (0,022 T, 0,180 MMOIB) B alleTOHUTPUIIC
(5 M) ¢ monmygenuem 0,112 1 (21%) xemaemoro coemunenus. ESI/APCI(+): 303 (M+H).

Cramust 5. 1-(5-((Aumernnamuno)mernn)-1 H-ungon-3-um)-2-((3-MeTokcudeHm)aMmino)-2-GeHrnTaHoH
TOJTy4YajIl CoriiacHO obOmieit mporenype L 3 cMecn 3-0eH3MI-5-(2-THAPOKCUITHN )-4-METUIATHA30I-3-UH XJIOpH-
nma (0,050 r, 0,185 mmomns) u TpwdTHiIamMuHa (0,026 mut, 0,188 mmons) B atanone (0,5 mu), Tper-OyTwi-5-
((mameTtmmamuuo )MeTnn )-3-popmumn-1 H-uagon-1-kapdokcunara (0,112 1, 0,370 mmonb) W pactBopa N-
Ooem3mmeH-3-MeTokcrnanmauHa (0,369 mmons) B atanone (0,5 mur), HarpeBaembIx nipu 70°C B TeueHne 2 CyTOK.
Ocrartok ounmanu ¢uen-xpomMarorpadureii Ha cuIMKareine ¢ IPUMEHEHHEM T'pagieHTa MeTaHoia/25% ruapo-
keupa ammonus (9/1) (0-10%) B muximopMeTaHe ¢ MOCIeayomei ouncTkon npenapatusHoid TCX ¢ mpuMeHeHH-
eMm MetaHoia (10%) B muxIopMeTaHe B KauecTBE MIOCHTA. J[OMOTHUTEIBHOM 0YHCTKOM MpenapatuBHONH BOXKX
(xononka XBridge; criocob 5) ¢ mocaenyomeit ounctkoit npenaparnsHoit TCX ¢ npuMeHenueM MetaHona/25%
rugpokcuna ammonus (9/1) (10%) B muxsopmerane B kadectse aimoenTa monydanu 0,001 r (1%) xemaemoro
coequnaenus. ESI/APCI(+): 414 (M+H). ESI/APCI(-): 412 (M-H).

Mpumep 195. Tlomyuenne 2-((3-merokcudenmn)amuHo)-1-(5-(meruncynsponmn)-1H-unnon-3-mn)-2-
(heHnITAaHOHA.

Cramus 1. K pactBopy 5-(Metuncymnbdonnn)uamonvaa (0,450 t, 2,281 mmons) B auokcane (10 M) mobas-
nsu| 2,3-auxiop-5,6-gunuanooen3oxuHoH (0,777 T, 3,423 mmods). Peaknuonnyro cMech HarpeBanu npu 80°C B
TedueHue 2 4. [locie oxmaxaeHus 10 KOMHATHOH TeMIIEpaTyphl peaKIHOHHYI0 cMech (puiabTpoBain. OuiabTpat
KOHIICHTPUPOBAJIX I0JT CHIDKEHHBIM jAaBieHreM. OcTaToK oumIiany ¢uenr-xpoMatorpaduel Ha CHIHKareie ¢
NpUMEHeHHEeM rpajgueHTa stwianerata (5-50%) B mguxuopMmeTaHe. [IONMOTHUTETHHON OYMCTKOW (hirer-
XpoMmaTtorpadueil Ha CHIMKaresie ¢ NpUMEHeHNEeM rpaaneHTa stunanerara (15-70%) B rentane nomydanu 0,210
r (47%) S-mermncynbhonnn-1H-unnona B Buge Genoro tBepaoro Bemectsa. ESI/APCI(+): 196 (M+H); 218
(M+Na). ESI/APCI(-): 194 (M-H).

Cranus 2. 5S-(Metmicynbhonmn)-1H-uanon-3-kapbanpaeru norydaiy coriaacHo obieit nporenype R u3
pactBopa okcammixiopuaa (0,107 v, 1,231 mmons) B auxmopmerane (8 mi), DMF (0,095 mn, 1,228 MMois) u
5-(metnncynbdonmn)-1H-unnona (0,200 T, 1,024 mMons). OuucTkoii duiem-xpomaTtorpadueil Ha cunmkarene ¢
MpUMEHEeHHEM TpaaneHTa >Trianetara (15-70%) B quxnopmerane nomydanmn 0,155 r (84%) xemaemoro coemu-
HeHMs B Buje O0eoro teepaoro Bemectsa. ESI/APCI(+): 224 (M+H); 246 (M+Na). ESI/APCI(-): 222 (M-H).

Cramus 3. K pactBopy S-(metuncynbhonmn)-1H-unmon-3-kapbansneruna (0,155 r, 0,694 mMmons) B au-
xyiopmerane (10 mm) mobapnsu gu-tpet-OyTrnaukapbonar (0,182 r, 0,831 mmons), DMAP (0,017 1, 0,139
MMoutb) u TpudTHiaamuH (0,116 mu, 0,833 mmons). Tlocne mepeMenuBaHus B TeUeHUE 15 MUH PEaKIMOHHYIO
CMecCh pa30aBIsIIM HACBHIIIEHHBIM PacTBOPOM XJIOPHa aMMOHHSI M SKCTParupoBaIn AuxjopMmeraHoMm. OpraHu-
YecKyro (pa3y KOHIIEHTPHPOBAIM TI0/1 CHIKEHHBIM JaBiieHneM. OuucTkoi ¢urer-xpomarorpadueil Ha cuinkare-
Jie ¢ mpuUMeHeHueM TpanueHta dtunanerata (15-100%) B renrane momydyamu 0,198 1 (88%) Tper-Oytmin-3-
¢dopmmin-5-(metnncynbdonmn)- 1 H-unnon-1-kapbokcunara B Buzge Oenoro tBeproro BemectBa. ESI/APCI(+):
324 (M+H); 346 (M+Na).

Cranus 4. 2-((3-Metokcudenun)amuno)-1-(5-(metnncynsdonmn)- 1 H-unnomn-3-mn)-2-peHnnTaHoH 1mosy-
JaM coracHo obmemy criocody K u3 cmecu 3-6eH3mI-5-(2-ruapokcudtui )-4-metunrtuazonuit xiopuaa (0,093
r, 0,345 mmons) u tpudTHIamuHa (0,042 mur, 0,313 MMose) B aTa”ome (2 M), TpeT-OyTui-3-popmui-5S-
(meTuncynshonmn)- 1 H-uanon-1-kapbokcunara (0,198 r, 0,612 MMonb) 1 pactBopa N-OeH3MIHICH-3-METOKCH-
anmwmHa (0,610 mmons) B stanoine (1 mi), HarpeBaembix mipu 70°C Bcio HOYb. OUMCTKON (hiemnr-xpomMaTo-
rpadueil Ha cuiMKareye ¢ MpUMEHEHHWEM TpaaueHTa stmnarerara (5-50%) B AuxiopMeTaHe ¢ MOCIETYIONIIM
ocaxaeHneM u3 auxsiopmerana noxydaian 0,070 r (26%) jxemaeMoro COSIMHEHHS B BUE JKEJIITOBATOTO TBEPAOTO
emtectBa. ESI/APCI(+): 435 (M+H). ESI/APCI(-): 433 (M-H). 'H SIMP (DMSO-d) & 9,11 (1H, s); 8,73 (1H,
s); 7,70-7,81 (2H, m); 7,67 (2H, d); 7,27-7,38 (2H, m); 7,23 (1H, m); 6,95 (1H, t); 6,35-6,49 (3H, m); 6,16 (2H,
m); 3,65 (3H, s); 3,17 (3H, s).

[Mpumep 196. Ionyuenue 1-(4-dprop-1H-unmon-3-mn)-2-((3-MeToKCH-PEeHNIT)aMUHO )-2 - EHUIIITAHOHA.

Cramus 1. K pactBopy DMF (0,670 mn, 8,653 mmoins) B auxiopmerane (2,5 mil), OXJIQKIEHHOMY JI0
-15°C, no xamsim o6asisuti okcuxsiopun Gocdopa (0,400 mit, 4,291 mmons). Uepes 15 mun npu -15°C nodas-
mstmi pactBop 4-drop-1H-unnona (0,500 1, 3,700 mmons) B auxiaopmerane (2 mi). PeakunonHyro cMech 0CTaB-
JSUTH HArpeBaThCs 0 KOMHATHOW TEMIIEpaTyphl U IEPEMEIINBAIIH TP KOMHATHOH TeMIiepaTrype BCIo HOYb. J{o-
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0aBJISUTM HACHIICHHBIN pacTBOp OMKapOOHaTa HATPUS M PEAKIMOHHYIO CMECh SKCTParupoBai AUXIOPMETAHOM.
Opraamyeckyro a3y Cymwid Hall Cyib(paroM MarHus, QUIbTPOBAIN M KOHIICHTPUPOBAIM TOJ| CHUYKCHHBIM
nmaBiieHueM. O4ncTKOH (hrem-xpomarorpadueil Ha cuiaMKarese ¢ npuMeHeHneM stmiarerara (50%) B renrane B
KagecTBe mroeHTa nonydanu 0,144 r (24%) 4-ptop-1H-mamon-3-kapbansaernga B Buae OSKEBOTO TBEPHOTO
BermectBa. ESI/APCI(+): 164. ESVAPCI(-): 162 (M-H).

Cramus 2. tper-bytun-4-¢rop-3-hopmmn-1H-unmon-1-kapOokcunar moigydaid corjlacHO oOmiei mporiie-
nype F u3 4-¢prop-1H-unnon-3-kapbansaeruaa (0,164 t, 1,005 mmons), nu-tpet-Oytunaukapookcunara (0,301
r, 1,379 mmons) 1 DMAP (0,032 1, 0,261 MmMons) B aierornTprite (3 mi) ¢ noxyaenuem 0,230 r (87%) xemae-
MOTO TIPOAYKTa B BHIE GeskeBoro TBepaoro semectsa. 'H SIMP (DMSO-dq) & 10,08 (1H, s); 8,59 (1H, s); 8,00
(1H, d); 7,46 (1H, dt); 7,22 (1H, t); 1,66 (9H, s).

Cranmus 3. 1-(4-®rop-1H-nunon-3-nm)-2-((3-meTokcnpeHn)aMuHO )-2-(OSHUIITAHOH TOTy4Yalld COTJIACHO
obmeit npouenype L u3 cmecu 3-6eH3mi-5-(2-ruapokcuaTiun)-4-metunTrason-3-uit xsmopuna (0,110 r, 0,408
mmoinb) u TpraTmwiamuHa (0,100 M, 0,717 mmons) B aranone (0,5 mu), Tper-Oytmi-4-drop-3-popmmi-1H-
uH07-1-kap6okcunara (0,230 r, 0,874 mmonb) u pactBopa N-6en3minneH-3-merokcnanmwimia (0,809 Mmous) B
stanoze (1,5 mi), HarpeBaembix pu 60°C B Teuenue 72 4. Ounctkoii duenr-xpomarorpadueii Ha cuIKarene ¢
nprMeHeHneM rpaauenta stunarnetara (0-50%) B renTane ¢ mocneayromeil o9ncTKOM npemaparuBHoi BOXKX
(xomonka XBridge; croco6 2) mosrygamu 0,021 r (7%) >kenaemMoro coeanHEHHS B BHIE OSKEBOTO TBEPAOTO Be-
mectBa. ESI/APCI(+): 375 (M+H). ESI/APCI(-): 373 (M-H).

IIpumep 197. Tonyaenne 1-(4-meroxcu-1H-unmon-3-un)-2-((3-MmeToxcupeHnT )aMruHo)-2-peHnII TaHOHA.

Cramus 1. tpet-bytnn-3-popmmin-4-merokcu-1H-unmomn-1-kapOoKcHIaT moJrydaian COTJIaCHO OOIIel Mmpo-
nenype F u3 4-metokcu-1H-urmon-3-kapoansaerumaa (0,400 T, 2,283 MMOIIB), TU-TpeT-OyTHIANKApOOKCHIIATa
(0,600 1, 2,749 mmonbs) u DMAP (0,030 r, 0,246 mmouns) B aneronutpmite (7 mi) ¢ noixydenuem 0,537 r (85%)
KeJIaeMOTo MPOAYKTA B BUIe 6exeBoro TBepaoro semecrsa. APCI/ESCI(+): 276 (M+H). 'H SIMP (DMSO-d) &
10,43 (1H, s); 8,19 (1H, s); 7,77 (1H, d); 7,40 (1H, t); 7,00 (1H, d); 3,98 (3H, s); 1,66 (9H, s).

Cramus 2. 1-(4-Metokcu-1H-unnon-3-mn)-2-((3-meToxcudeHna)aMuHo )-2-QEeHUIITAHOH TIOJTydalli CO-
riacHo oOmied mporenype K u3 cmecu 3-0eH3mi-5-(2-ruapokcus T )-4-MeTrntrazon-3-uit xmopuna (0,115 r,
0,426 mmoib) n TpuaTHIIamMuHa (0,085 M, 0,610 Mmons) B aTaHone (0,5 M), TpeT-0yTHiI-3-hopMuI-4-METOKCH-
1H-unpnon-1-kapbokcumnara (0,252 r, 0,915 mmomne) u pactBopa N-OenswmmaeH-3-merokcnanmwinHa (0,800
MMoJIb) B 3TaHoie (1,5 mi), HarpeBaembix nipu 60°C B Teuenne 16 4. OuncTkoit ¢iem-xpomarorpadueii Ha ch-
JIMKarene ¢ MpuMeHeHHneM rpaaneHTa stuianerara (0-40%) B renTane ¢ MOCIEIYIOMEH OYNCTKOM MpenapaTHB-
Hoit BOXKX (romonka XBridge; croco6 2) mosryganu 0,031 1 (10%) xemaeMoro CoeAWHEHHS B BHIE KEITON
nensl. ESI/APCI(+): 387 (M+H). ESI/APCI(-): 385 (M-H).

IMpumep 198. TMomyuenune 2-((3,5-aumerokcudeHna)aMuHo)-1-(6-metnn-1H-muppomo[2,3-b|mupuana-3-
n)-2-heHnI3TaHOHA.

Cranus 1. N-BenswnuneH-3,5-TMMETOKCHAHIIIHH TOTYYaH KOJTHYSCTBEHHO COTNIAaCHO 001ei nmporeaype |
u3 6enzanpaeruaa (0,101 m, 0,999 mmons) u 3,5-mumerokcuanmwiuaa (0,153 T, 0,999 Mmmons).

Cramus 2. 2-((3,5-Jdumeroxcudenmn)amuno)-1-(6-metmi-1 H-muppono[2,3-bmupunus-3-mn)-2-heHm-
9TaHOH MOJYYadH COTJIACHO o0miei npoueaype L u3 cmecn 3-0eH3mI-5-(2-TUIpOKCUITIN )-4-METHIATHA30JI-3 - i
xmopuaa (0,135 r, 0,500 mmone) u TpusTmiamuna (0,070 mi, 0,504 mmonb) B 3Tanone (1 mi), Tpet-OyTmi-3-
¢opmmin-6-meruin-1 H-uppono[2,3-b]mupunun-1-kap6okcunara (0,260 r, 0,999 mmonb) u pactBopa N-
oemsmmeH-3,5-mumeTokcrnannarHa (0,999 mmons) B atanone (1 mur), HarpeBaembix ipu 70°C B TeueHue 4 cy-
ToK. OcTaTok ounmmany Quem-xpoMarorpadueil Ha CHIHKareiae ¢ MpUMEHEHHeM TpagueHTta sTunanerata (0-
80%) B renrane. JlomomHUTETRHOI OYHCTKON (prem-xpomaTorpaduer Ha CHIIKaresie ¢ IpUMEHEHUEM dTHIIale-
tata (60%) B remTaHe B KauecTBE JIIIOEHTA C IMOCIeAylomed odncTkoid mpemapatuBHON BOXX (komonka
XBridge; cnoco6 5) momxydamu 0,016 T (4%) >xemaeMoro coeiWHEHHS B BHAE OEJIOr0 TBEPIOTO BEIIECTBA.
ESI/APCI(+): 402 (M+H). ESI/APCI(-): 400 (M-H).

[Mpumep 199. Iomyuenne 4-(1-((3,5-mumerokcudenmn)amuno)-2-(1H-namon-3-mim)-2-okcoaTrin)0eH30-
HUTPUIIA.

Cranmust 1. PactBop 4-(((3,5-1MMeTOKCHU(EHNI)IMIHO )METHIT)OCH30HUTPHIIA B ATAHOJIE IOIYyYald ITyTeM
HarpeBaHusi pactBopa 4-popmmidenzonntpuna (0,132 r, 1,007 mmoins) u 3,5-aumerokcuanmnnaa (0,166 T,
1,084 mmone) B 3Tanone (0,5 ) mpu 60°C B Teuenue 18 u. OOpa3oBaHMEe MMUHA OBLTO KOJHMYCCTBEHHBIM U
pacTBOp UCTIOIB30BaH O0e3 AonmonHuTeNbHON ouucTKu. ESI/APCI(+): 267 (M+H). ESI/APCI(-): 265 (M-H).

Cramus 2. 4-(1-((3,5-Aumetokcudennn)amuno)-2-(1 H-uamom-3-1i1)-2-0KCodTHIT ) OSH30HUTPHIT  TTOJTYJaTH
coriacHo obmieit nponenype K u3 cmecu 3-6eH3mI-5-(2-rHAPOKCHITHN )-4-MeTUATHA30J1-3-uit xmopuaa (0,135 r,
0,500 mmoip) u TpraTHIamuHa (0,100 M, 0,717 mmois) B aTanone (0,5 mi), TpeT-0yTuin-3-dpopmui- 1 H-urmos-
1-kap6okcunara (0,270 T, 1,101 mmonb) u pactBopa 4-(((3,5-muMeToKCcH()EHHT ) IMIHO )METHIT)OCH30HUTPHIIA
(1,007 mmoup) B aTanose (1,5 mi), HarpeBaembix ipu 60°C B Teuenne 16 4. OuncTkoit daem-xpomarorpadpueit
Ha CHWJIMKarejie ¢ MpHUMEHEHHeM TpaaueHTa sTriianerata (10-60%) B rentane ¢ mociaeqyomuM OCKICHUEM H3
MeTaHona u Boabl morydanu 0,102 r (25%) sxemaemoro coequHeHUs B Buje xxentoro mopomrka. ESI/APCI(+):
412 (M+H). ESI/APCI(-): 410 (M-H).

Mpumep 200. Ilomyuenwme 2-((3,5-ammerokcudennin)amuHo)-1-(5-grop-1H-mupporno[2,3-b]nupuaun-3-
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Wi1)-2-(heHNIITAHOHA.

2-((3,5-Anmeroxcudennn)amMmuto)-1-(5-¢prop-1H-muppono[2,3-bnupuann-3-ni)-2-heHUI3TaHOH MOoTyda-
U cornmacHo obmed mpomenype L u3 cmecu 3-0eH3WI-5-(2-THAPOKCUAITHI)-4-METHITHA30-3-UH  XJIOpUaa
(0,135 1, 0,500 mmomnp) u TpudTHIamMuHa (0,070 mur, 0,505 mMMoub) B dTanone (1 M), TpeT-OyTHi-5-¢dprop-3-
dhopmmi-1H-mupporo[2,3-b]mupunun- 1 -kapbokcunata (0,264 r, 0,999 mmons) u pactBopa N-OeH3WIHIEH-3,5-
nmumeTtokcranmiuHa (0,999 mmons) B aTaHone (1 mi), HarpeBaembix npu 70°C B Tedenne 2 cytok. OctaTtok
ounmanu ¢uem-xpoMatorpadueif Ha CHIIMKareie ¢ MpUMeHeHneM rpanuenta stunanerara (0-80%) B renTane.
JlomoTHUTEIBHOM OYHCTKON (priem-xpomaTorpadueil Ha CHIIMKaresie ¢ mpuMeHeHneM >tuianerara (55%) B ren-
TaHe B KayecTBE JJIIOCHTA C MOCJeAyroued ouncTkoi mnpenapatnBHoi BOXKX (komonka XBridge; croco6 5)
nonyuanu 0,003 r (1%) xemaemoro coeauHeHus B Buae Oemoro tBepaoro Bemectsa. ESI/APCI(+): 406 (M+H).
ESI/APCI(-): 404 (M-H).

Mpumep 201. IMomyuenme 2-((3,5-mumerokcudenun)aMuno)-2-(4-dpropdenmn)-1-(1H-unnon-3-mn)sra-
HOHa.

Cragus 1. PactBop 4-dpropbenzampaeruna (0,124 r, 0,999 mmons) u 3,5-mumerokcuanmmmHa (0,153 T,
0,999 mmoup) B aTanone (1 mu) HarpeBasm mpu 60°C BCio HOYB. PeakIMOHHYIO cMeCh KOHIIEHTPUPOBAIHN TIOT
CHIW)KCHHBIM JIaBJICHHEM C TIOJyYeHHEM B KOJHMYECTBEHHOM OTHOIIEHUU N-(4-hTopOeH3mmmiaeH)-3,5-
JTUMETOKCHAaHWINHA, KOTOPHIH HCIIOIR30BAN HA CIEAYIOMEH cTaaun 6e3 TOTOTHUTEIHHON OYHCTKH.

Cramus 2. 2-((3,5-Iumetokxcudenmn)amuto)-2-(4-propdernn)-1-(1 H-uamon-3-na)3TaHOH MOIy9Ialid CO-
rmacHo obOmeidt mporenype K m3 cmecu 3-0eH3un-5-(2-ruapokcudTiun)-4-meTmituazonmid xmopuaa (0,135 T,
0,500 mmoutp) u TpuaTIITamMuHa (0,069 M1, 0,498 MMoIIb) B aTaHome (2 M), TpeT-0yThia-3-popmui-1 H-uagon-1-
kapOokcunara (0,245 1, 0,999 mmonb) m pactBopa N-(4-dropbensununen)-3,5-aumerokcuanuiarna (0,999
MMoub) B ataHoiie (1 mir), HarpeBaeMbix npu 70°C Bcto Houb. OctaTok oummanu Quem-xpomarorpaduei Ha
CUITMKAarejic ¢ MPUMCHEHUEM TpaaucHTa dthnanerata (5-50%) B renrtane. JIOMOTHUTEIBHOW OYHCTKOM (Iier-
XpoMmartorpaduell Ha CHIMKaresie ¢ puMeHEHUeM rpaanenTa stwianerata (5-50%) B renrtane ¢ mocienyromei
ounctkoii mpenapatuBHoi BOXXX (kononka XBridge; croco6 1) momyqanu 0,008 1 (2%) xemaemoro coeaune-
HUs B BUze OexeBoro TBepaoro BemectBa. ESI/APCI(+): 405 (M+H). ESI/APCI(-): 403 (M-H).

IMpumep 202. TMomyuenue 2-((3,5-mumeroxcudenmn)amuto)-1-(1H-uanon-3-mr)-2-(mupuauH-3-mi)3Ta-
HOHA.

2-((3,5-dumertoxcudenwn)amMuto)- 1 -(1 H-unmon-3-wun)-2-(mupuanH-3 -1 )3TaHOH TIOTYYaId COTJIACHO OTH-
CaHHBIM B HACTOAIIEM JIOKYMEHTE 2 pa3IMIHBIM MPOIEAYpaM Kak criocod A u ciocob B.

Crocob A.

Cranmust 1. PactBop 3,5-numerokcn-N-(TUpUINH-3 -MIMETHIICH))aHIIMHA B ATAHOJIE MOJTYyYaJId IyTeM Ha-
rpeBaHusl pactBopa HukoTuHaibaerupa (0,107 r, 0,999 mmons) u 3,5-numerokcnanmmmHa (0,153 1, 0,999
MMoub) B ataHouie (1,5 mur) npu 60°C B Teuenue 6 4. OOpa3oBaHHe UMHHA OBLIIO KOJIMYECTBEHHBIM M PacTBOP
UCIIOJIb30BaNN O€3 IOTIOTHUTEIHHON OYHCTKH.

Cragus 2. 2-((3,5-AumeTokcudermn)amMuno)- 1 -(1 H-unmpon-3-um)-2-(mupuanH-3-11)3TaHOH TOIyYald COo-
racHo obmeit mponenype K w3 cmecu 3-0eH3mn-5-(2-ruapoxcudTi)-4-metmntuazonuii xiuopuma (0,135 T,
0,500 mmoup) u TpraTHIamuHa (0,069 M, 0,498 mmons) B aTanone (1,5 mi), TpeT-0yTnin-3-hopmui-1 H-urmon-
1-kap6okcunara (0,245 1, 0,999 Mmmons) u pactBopa 3,5-mumeTokcH-N-(TTUpUuANH-3-rmiMeTiIeH))anmmHa (0,999
MMOJIb) B cMecH dTanona (1,5 mur) u nuxmopmerana (1,5 mi), HarpeBaembix npu 70°C B Tedenne 2 cytok. Oun-
CTKOH (hrem-xpomarorpadueii Ha cuIrKarese ¢ mpuMeHeHneM rpaaneHTa stmianerata (30-100%) B nuxmopme-
TaHe C MOCIEAyIoIel ouncTkoi npenaparuBHoit BOXX (xomonka XBridge; coco6 5) momryganu 0,010 1 (3%)
JKEJIaeMOro coeuHeHus1 B Buae Oesoro TBepaoro BemectBa. ESI/APCI(+): 388 (M+H). ESI/APCI(-): 386 (M-
H). 'H SIMP (DMSO-d) & 12,21 (1H, br s); 8,94 (1H, d); 8,88 (1H, s); 8,40 (1H, d); 8,16 (1H, d); 7,96 (1H, d);
7,48 (1H, d); 7,32 (1H, dd); 7,12-7,27 (2H, m); 6,48 (1H, d); 6,17 (1H, d); 6,06 (2H, s); 5,74 (1H, s); 3,62 (6H,
S).

Croco6 B.

Cranus 1. Cmech (tmpuanH-3-mn)ykcycHoit kucnotsl (1,850 r, 10,67 Mmoins) B ykcycHoM anruapune (1
MJI) HarpeBaJid B repMeTH3npoBaHHO# npobupke mpu 85°C B teuenue 1 4 u nobasnsmu uunon (1,250 r, 10,67
MMoIb). Peakimonnyro cmech Harpesaiu npu 85°C B teuenne 20 mun u ipu 105°C B Teyenue 30 mun. [Tocne
OXJIaXICHUS 10 KOMHATHOW TeMIIepaTyphl PeaKIMOHHYIO CMECh IpeBpamamy B ocHoBanue (pH 8) HachImeHHBIM
pacTBOpoM OWKapOOHAaTa HATPHUS W DKCTPArHpOBaNU ATHianeTaToM. OpraHndeckyro (a3y KOHIEHTPHPOBAIH
MO CHIKCHHBIM AaBiieHHeM. O4mncTKO# (rem-xpomaTorpadueld Ha CHIMKareie ¢ MpUMEHCHHEM TpaaueHTa
Mmetanona (1-10%) B muxaopmerane momydanu 0,674 t (27%) 1-(1H-uanon-3-nn)-2-(mupuane-3-nin)3TaHoHa B
Buze 6exenoro TBepaoro BemectBa. ESI/APCI(+): 237 (M+H). ESI/APCI(-): 235 (M-H).

Cranus 2. 2-Bpom-1-(1H-urn00-3-1101)-2 -(MUpUIUH-3-MIT)3TAHOH MOJTyYalld COrNIacHO oOreit npoueaype P
u3 pactBopa 1-(1H-uamon-3-nm)-2-(mupuaun-3-mi)aranona (0,570 r, 2,412 mmons) B THF (17 mi) u pactBopa
¢ernnrpumermiaMmmonnii Tpudbpomuna (0,997 r, 2,652 mmons) B THF (22 mu). Peakumonnyro cmech nepeme-
mmBany npu 0°C B Teyenne | 4 1 pu KOMHATHOW TemriepaType BClo HO4Yb. OUHCTKOH durem-xpomaTorpaduei
Ha CWJIMKareliie ¢ MpUMEeHEeHHeM TpaaueHta meranona (1-10%) B auxnopmerane nomyvanu 0,275 v (36%) xe-
JIaeMOT0 COeJMHEHHMS B BUie KopruHeBoro TBepaoro Bemectsa. ESI/APCI(+): 315, 317 (M+H).

Cramus 3. Cmech 2-6pom-1-(1H-unmon-3-un)-2-(mupunun-3-ui)stadona (0,050 r, 0,159 mmoins) u 3,5-
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muMetokcuanwinaa (0,121 r, 0,793 Mmonb) B aneronntpuie (1 mi) oOiydanu B MUKPOBOJHOBOHM HEYM HPHU
100°C B Teuenue 5 MuH. J]00aBIsIM HACHIIEHHBII pacTBOp OMKapOOHaTa HATPHS U PEaKIMOHHYIO CMECh 3KCT-
parupoBaii dTIUIanieTaToM. Opranudeckyro ¢a3ly KOHIEHTPHUPOBAIM IO CHIDKCHHBIM naBieHHeM. OcTaTok
ounmany Qiem-xpomMaTorpadueil Ha cunmkaresre ¢ MpUMEHEHHEM TpaaueHnTa Metanomna (1-7%) B nuxiopMmeTaHe.
JlommommHuTeNpHOM 049KCTKOM mpenaparnBHO BOXKX (kononka XBridge; crmocob 5) ¢ mocnenyrommum ocaxaeHueM
u3 stmianerata nomydanu 0,019 r (31%) 2-((3,5-ammeroxcudennt)amuno)- 1 -(1H-uamomn-3-wmn)-2-(mupuans-3-
nin)aTaHoHa B Bue Oenoro tBepaoro BemiectBa. ESI/APCI(+): 388 (M+H). ESI/APCI(-): 386 (M-H).

Ipumep 203. Tlomyuenune 2-((3-meTokcudenwa)amuHo)-1-(6-MopdomnH-1H-uamn01-3-1101)-2-heHuI-
9TaHOHA.

Cramus 1. K pactBopy 6-antponnnona (0,800 r, 4,934 mMonb) B mupuante (8 Mi1), OXJIaKAEHHOMY /0
0°C, nobaBnsm yrcycHbIi anruapu (2,000 mi, 21,16 MMons). PeaknnoHHYI0 cMeCh IMEPEeMEIIUBATH IIPH KOM-
HAaTHOW TeMmeparype B TeueHHe 16 4. PeakMoHHYI0 cMech KOHIEHTPHUPOBAIN I0J] CHIKEHHBIM JIaBJICHHEM.
OcTaToK pa3fersuii MeX1y dTHIANeTaTOM U colieBbIM pacTtBopoM. Dazbr pazaemsuin. Opranudeckyro asy cy-
MWK Haj Cynb(haToM Marius, GUIBTPOBAIN M KOHIEHTPUPOBAIN I10JI CHIDKEHHBIM JlaBiieHHeM. OcTaTok pac-
TBOpsuH B cMecH MetaHoxa (40 mr) u THF (40 mu). Jo6asmsimm 10% namnanuit Ha yrie (0,080 r, 0,752 MMois)
u dhopmuar ammonwus (2,000 r, 31,72 mmons). Peakmuonnyro cmech nepeMerntuBam nmpu 60°C B TeueHue 2 d.
[ocne oxnakaeHns 10 KOMHATHON TEMIIEpaTyphl PEaKIHOHHYIO CMECh (QIIIBTPOBAIHN Yepe3 MPOKIAIKY IeUTUTa
1 QWIBTPAT KOHIEHTPUPOBAIIN O CHIKCHHBIM JaBiieHHeM. OCTaTOK pa3aelisuld MeX Ty STHIIAIIETaTOM U COJie-
BBIM pacTBopoM. Da3bl paznemsui. OpraHudeckyro Ga3y CyIImIn Haj CyabhaToM MarHus, GUIBTPOBAINA U KOH-
HEHTPHPOBAJIH IT0]T CHIKCHHBIM JaBiicHreM. OUHCTKOH Qiren-xpoMaTorpadueil Ha CHIMKareie ¢ IpuMeHCHIEM
rpagueHTa stmianerata (15-70%) B amxiopmerane monmydanma 0,266 T (31%) 1-(6-amuno-1H-unnon-1-
WJI)3TaHOHA B BU/I€ KOPHYHEBOTO TBEPJIOTO BELIECTBA.

Cragus 2. Cmech 1-(6-amuno-1H-unnon-1-mn)sranona (0,260 r, 1,493 mmons), 1-6pom-2-(2-6pomaTo-
kcu)atana (0,415 r, 1,789 mmons) u DIPEA (0,766 mu, 4,475 mmons) B DMF (8 min) nepememmBanu mpu 90°C
BCIO HOYb. [locie oxiaxkIeHns: 10 KOMHATHOM TeMIepaTypbl peakKIMOHHYI0 CMECh KOHLIEHTPHPOBAIIM MO CHHU-
JKeHHBIM JaBieHueM. O4ncTKo# Qrem-xpomaTorpaduel Ha CITUKaresie ¢ IpUMEHEHUEM TpalieHTa dTHIIaneTa-
ta (15-70%) B rentane nomywanu 0,242 1 (80%) 4-(1H-namon-6-mn)mMopdonrHa B BuAe 6€I0ro TBEpIOTO Beie-
crBa. ESI/APCI(+): 203 (M+H). ESI/APCI(-): 201 (M-H).

Cramus 3. 6-Mopdonua-1H-uHmom-3-kapoarbaeru moJryqain coriiacHo o0imel nporenype R u3 pacto-
pa oxcammxiopunaa (0,125 v, 1,438 mmoinp) B auxnopmerane (8 mur), DMF (0,111 mn, 1,435 mmons) u 4-(1H-
nHA0a-6-un)Mopdommaa (0,242 1, 1,197 Mmmonn). Oguctkoii drenr-xpomaTtorpadueid Ha CHIMKareie ¢ IpuMe-
HeHueM rpaauenTa stmnanerara (15-70%) B nuxiaopmerane nomydanu 0,228 r (83%) skemaeMoro coeAMHEHUs B
Buze 6enoro TBepaoro Bemectsa. ESI/APCI(+): 231 (M+H). ESI/APCI(-): 229 (M-H).

Cranus 4. K pactBopy 6-mopdonun-1H-nanon-3-kapoamsaernaa (0,228 r, 0,990 MMoib) B AUXIOpMETaHe
(15 M) nobasisimm mu-Tpet-oyTrinaukapoonat (0,259 r, 1,188 mmons), DMAP (0,024 1, 0,198 Mmounb) u Tpu-
stinamud (0,165 mi, 1,190 Mmmoins). [locine nepemermmBanns B Tedenue 30 MUH peakIMOHHYIO CMeCh POMBIBa-
JM HaCHIIEHHBIM OMKapOOHATHBIM pacTBOpoM. OpraHudeckyro (a3y IMPOMBIBAJIM HACBHIIEHHBIM PacTBOPOM
XJIOpUIa aMMOHHMS, CYIIWIN HaJ Cyab(paToM MarHus, GIIFTPOBAIN U KOHIICHTPHPOBAIH O] CHIDKCHHBIM JaB-
neaneM ¢ nomyderneM 0,308 T (94%) Tper-OyTmin-3-popmun-6-mopdonnu-1H-uanomn-1-kapbokcunata B Buae
6emoro TBepaoro BemecTBa. ESI/APCI(+): 331 (M+H).

Cramus 5. 2-((3-Metokcudenwn)amuHo)-1-(6-mopdomma- 1 H-uanon-3-mn)-2-heHuI3TaHoH ToJydain Co-
rmacHo obmeidt mporenype K m3 cmecu 3-0eH3uN-5-(2-ruapokcudTiun)-4-meTmituazonmid xmopuaa (0,082 T,
0,304 mmois) u TpudTHIIamuHa (0,042 M, 0,303 MMob) B 9TaHOIE (2 MIT), TpET-0yTHI-3-(hopMMI-6-MOpdOIHH-
1H-unpnon-1-kapbokcnmnara (0,200 r, 0,605 mmone) u pactBopa N-OenszmmmaeH-3-mertokcnanuianHa (0,605
MMoIIb) B aTaHoute (1 min), HarpeBaembIx rpu 70°C Bcro Houb. OuncTkol duenm-xpomaTorpadueii Ha cUIHKarene
¢ TIpUMEHEHUeM rpaaueHTa dTuinanerata (5-50%) B AUXJIOpMETaHEe C MOCIEIYIOMIUM OCAKICHUEM U3 JUITUIIO-
Boro s¢upa momydanmu 0,059 v (22%) xemaeMoro COCIUHCHHS B BHJC JKEITOTO TBEPAOTO COCIUHCHUS.
ESI/APCI(+): 442 (M+H). ES/APCI(-): 440 (M-H). 'H SIMP (DMSO-d¢) & 11,84 (1H, br s); 8,71 (1H, br s);
7,97 (1H, d); 7,62 (2H, d); 7,22 (2H, m); 7,19 (1H, d); 6,90 (2H, m); 6,86 (1H, br s); 6,35 (2H, m); 6,31 (1H, d);
6,10 (1H, d); 6,04 (1H, d); 3,75 (4H, br s); 3,62 (3H, s); 3,07 (4H, brs).

Ipumep 204. Tlomydenme 2-(mmunmaso[l,2-blmupunazun-2-mn)-1-(1H-uagon-3-wmm)-2-((3-metokcude-
HUWJT)aMHHO )9TaHOHA.

Cramus 1. K pactBopy umumaso[1,2-b|nmupunasznn-2-kapoonosoii kuciotsl (0,390 r, 2,391 mmoins) B au-
xyiopmerane (7 mu) mob6asmsmu DIPEA (1,500 mu, 8,589 mmons), 1-3Twi-3-(3-auMeTHIaMAHOTIPOIIHI )Kap0o-
nmuumua ruapoxiopuna (0,505 T, 2,634 mmons) u ruapokcudenzorpuaszon (0,406 r, 2,651 mmonb). PactBop me-
peMelrBay Py KOMHATHOH Temrepatype B Tedenne 10 MuH 1 1o6aBisimi N,O-AUMeTHITHAPOKCHIIAMHH THI-
poxuopux (0,266 1, 2,727 Mmmons). PeakiimoHHYI0 cMech IIepeMEIINBaIN P KOMHATHOH TeMIlepaType B Tede-
HHe 4 4. PeakimoHHy0 cMech pa30aBisuid AUXJIOPMETAaHOM M IIPOMBIBANIN BOJ0i. BoaHyto a3y skcTparuposa-
mm puxiaopmeraHoM. Opranudeckne (aszbl 00beANHSITN, TIPOMBIBAIN HACHIIIEHHBIM PacTBOPOM XJIOPHAA aMMO-
HUSI, HACHIILICHHBIM PacTBOPOM OMKapOOHATa HATPUS U COJIEBBIM PacTBOPOM, CYLIMJIM HaJ Cylb(paToM MarHus,
(UIBTPOBAIM M KOHIIEHTPHPOBAIU I10JI CHIKEHHBIM JaBiieHneM ¢ noiydeHueM 0,360 r (73%) N-merokcu-N-
MeTmmMuaso|[ 1,2-i | nupuaasui-2-kapookcamua B Bujae xenroro macia. ESI/APCI(+): 207 (M+H).
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Cramus 2. K pactBopy N-merokcu-N-merunumunasol 1,2-b]nupunasun-2-kapookcamuna (0,360 r, 1,746
mmons) B THF (10 min), oxnaxknenanomy no 0°C, nobasnsun ruapun autust amomunust (0,075 1, 1,976 MMors).
PeakimoHHy1o cMech TiepeMenInBaId TP KOMHATHOHN TemrmepaTtype B Teuenue 1,5 4. Jlobasmnsu pactBop Oyde-
pa TUMOHHOM KucIoTh (pH 5) 1 peakimoOHHYI0 CMECh TTEPEMEINBaI IPH KOMHATHON TEMIIEpaType B TCUCHHE
20 muH. PeaknpioHHyI0 cMech (QUIBTPOBAIN Yepe3 IETUT U TBEPAOE BEIIECTBO MPOMBIBAIHN dTHianeTaToM. Da-
3Bl pasnersuid. Bogayto ¢a3y skcTparupoBaiy dtmianeratoM. Opranndeckue ¢as3bl 00beIUHIIN, TPOMBIBAIH
COJICBBIM PAacTBOPOM, CYLIMIN HAJ CyIb(haToM Marfus, (WIBTPOBAIN M KOHICHTPUPOBAIN IOJ CHIDKEHHBIM
nmasiieHueM ¢ omyderneM 0,190 r (74%) nmuaaso[1,2-b]nupuaasus-2-kapOansaerinia B BUIE JKEITOTO TBEPIO-
ro coemunenns. ESI/APCI(+): 148 (M+H). 'H SIMP (DMSO-d) & 10,09 (1H, s); 9,02 (1H, s); 8,69 (1H, s); 8,28
(1H, d); 7,39 (1H, d).

Cranus 3. PactBop N-(umunaso[1,2-b|nupunazuH-2-HIMETHICH)-3-METOKCHAHIIINHA B 3TAHOJIC TTOTyYaTH
MyTeM HarpeBaHus pactBopa nmuaasol 1,2-b]mupunasun-2-kapobansaeruna (0,124 T, 0,843 MMoi1b) 1 3-MeTOKCH-
anmmuHa (0,101 M, 0,901 mmois) B 3Tanoe (2 M) mpu 60°C B Teuenue 20 4. OOpa3oBaHue UMHHA OBLIO KO-
JIMYECTBEHHBIM 1 PAaCTBOP MCIONB30BaIH Oe3 pomnonHuTensHoi ounctku. ESI/APCI(+): 253 (M+H).

Cramus 4. 2-(Umnpazo[1,2-b]nupunazun-2-nin)-1-(1H-uamon-3-mm)-2-((3-meTokcnpeHIIT)aMIHO )3 TAaHOH
TOJTy4Jajl coriacHo obmieit mporeaype K n3 cmecn 3-0eH3MI-5-(2-THAPOKCUITHI )-4-METHIATHA30I-3-Uii XJIOPH-
ma (0,120 r, 0,445 mmons) u TpwdTIiiamuHa (0,080 mut, 0,574 mmons) B atanone (0,5 mu), Tper-OyTwim-3-
dhopmmn-1H-unmon-1-kapbokcmnara (0,250 1, 1,019 mmons) m pactBopa N-(umunmaso[l,2-b]mupuaaszun-2-
nnMetuiieH)-3-merokcnanmmmaa (0,843 Mmonb) B aTanone (2,5 mu), HarpeBaembix nipu 60°C B TedeHue 72 4.
OuncTkoii hiem-xpomarorpadueil Ha CHIMKarene ¢ mpuMeHeHneM rpaauenTa stuianeraTa (50-100%) B renra-
HE C Tocieaytomei Kpucrammm3anueil u3 stuinanerata nmomydanu 0,055 r (16%) xemaemMoro coequHEHHS B BHIIE
6enoro TBepaoro Bemecta. ESI/APCI(+): 398 (M+H). ESI/APCI(-): 396 (M-H).

pumep 205. Tlomywenue 2-(6-(aumeTnmnamMuHO)IUpUAMH-3-11)-1-(1H-unmon-3-nm)-2-((3-meTokcude-
HUJI)aMHHO)3TaHOHA.

Cramus 1. 5-(((3-Merokcudenmn)umuno )MeTHI)-N,N-TUME THIITHPUINH-2-aMHH TOTYYalTd KOTHICCTBCH-
HO coriacHO oOmiel mpornenype | w3 6-(auMerunamuno))aukoTuHaIbAeruAa (0,150 r, 0,999 Mmons) u 3-
MetokcuanunuHa (0,112 M, 1,001 MmMoob).

Cramus 2. 2-(6-(Jumermnamuno ))mupuana-3-un)-1-(1 H-uamon-3-nm)-2-((3-MeTOKCU(EHIIT)aMIHO )3 TAHOH
TOJTy4Jajl coriacHo obmieit mporeaype K n3 cmecn 3-06eH3MI-5-(2-THAPOKCUITHI )-4-METHIATHA30I-3-Uii XJIOPH-
na (0,135 r, 0,500 mmous) u TpuaTHIamuHa (0,070 mut, 0,505 MMoib) B aTanone (1 M), TpeT-0yTHi-3-hopMui-
1H-unnon-1-kapbokcunara (0,245 r, 0,999 mmonn) u pactBopa 5-(((3-metokcudenun)umuno )MeTHI)-N,N-
muMeTHImupuanH-2-amuaa (0,999 mmons) B atanone (1 mur), HarpeBaeMbix ipu 70°C B Teuenne 2 cyTok. O4u-
CTKOHU (prem-xpomaTorpadueil Ha CHIIMKareie ¢ IpuMeHeHneM rpaaneHTa stumiaretara (10-100%) B renrane ¢
MOCJEIYIOMUM OCaXKICHHEM u3 dTunarerata noxydamu 0,026 r (6%) jkexaeMoro COeIMHCHHUsS B BHIEC OEIOro
tBepaoro BemectBa. ESI/APCI(+): 401 (M+H). ESI/APCI(-): 399 (M+H).

[Mpumep 206. Ionyuenue 1-(1H-nnmon-3-nm)-2-((3-merokcupeHnT)aMuHO)-2-(2-METOKCUITUPUMHIHH-5-
WJT)3TaHOHA.

Cramus 1. 3-Metokcu-N-((2-MeTOKCHITUPUMUANH-5-WIT)METHIICH)aHWINH TI0JTy4all KOJIWYECTBEHHO CO-
rmacHo obOmed nporeaype | u3 2-metokcunupumuanH-S-kapbampreruna (0,138 r, 0,999 mMmomp) u 3-
metokcuarmiuHa (0,112 mi, 1,001 Mmmoub).

Cramus 2. 1-(1H-Uanon-3-mm)-2-((3-meTokcudenmn)aMmuHo)-2-(2-MeTOKCHITUPUMHUIUH-5-HIT)3TaHOH TI0-
JTydand corjacHo obmieit nmponenype K u3 cmecu 3-0eH3mI-5-(2-THAPOKCUITHN )-4-MEeTUITHA30JI-3-Ui XJIOpUIa
(0,135 1, 0,500 Mmmoutp) 1 TpudTIIIaMuHa (0,070 mur, 0,505 MMouts) B aTanose (1 mur), Tper-0yTii-3-hopmr-1H-
nHaoa-1-kapbokcnmara (0,245 1, 0,999 wmMmoms) u  pactBopa  3-MeTOKCH-N-((2-METOKCHTTUPHMHINH-5-
wn)MetwieH)anununa (0,999 Mmmoins) B atanosne (1 mir), HarpeBaembix npu 70°C B TeueHne 2 cyTok. OUnCTKOM
¢nem-xpomarorpadueil Ha cuaMKarene ¢ IpUMeHeHneM rpajauentTa stiianetara (10-100%) B renrane ¢ nocie-
IYIOIIMM OcaxaeHHueM u3 stwianerara momydanu 0,093 r (24%) xenaeMoro coeJMHEHMs B BUIE OEI0ro TBep-
noro Bemectsa. ESI/APCI(+): 389 (M+H). ESI/APCI(-): 387 (M-H).

IMpumep 207. Ilomyuyenme 1-(5-drop-1H-unnon-3-um)-2-(6-MeToKCHIUPUIUH-3-11)-2-((5-METOKCHITUPH-
JTUH-3-WJT)aMIHO )3TaHOHA.

Cramus 1. PactBop 5-merokcu-N-((6-MEeTOKCUTUPUIUH-3-IT)METHICH TUPUINH-3-aMHHA B JTaHOJIE TI0-
Jydajqd TyTeM HarpeBaHHMs pacTBopa O6-meTokcmHMKOTHHampaeruma (0,137 1, 0,999 wmmoms) u  5-
MeTokcunupuanH-3-amuaa (0,124 1, 0,999 mmois) B aTanoe (0,25 mi) mpu 45°C B Teuenue 24 4. OO6pa3oBaHue
MMHHA OBIJIO KOJHMYECTBEHHBIM M PacTBOpP HCIIONB30BaXd Oe3 momonHuTenbHOW ounmctku. ESI/APCI(+): 244
(M+H); 487 (2M+H).

Cragus 2. 1-(5-@rop-1H-urnon-3-mn)-2-(6-MeToOKCUITUPUINH-3-11)-2-((5-METOKCUTTHPUANH-3 -1 ) aM U -
HO)3TaHOH MOJIydYaJli coryacHo obuiet nponenype L u3 cmecn 3-6eH3m1-5-(2-ruapoKcnaThIT)-4-Me THIITHA301-3 -
uit xmopuna (0,135 r, 0,500 mmons) 1 TpudTHIamuHa (0,070 v, 0,505 MMois) B 3TaHoxe (1 M), TpeT-0yTHII-5-
¢drop-3-popmun-1H-unnon-1-kapookcmnara (0,263 1, 0,999 wmmone) u pactBopa S-MeTOKCH-N-((6-
METOKCHUIIMPHINH-3-1I)MEeTHIEeH ) TUpuuH-3-amuHa (0,999 Mmois) B aTanone (1 mir), HarpeBaembix nipu 70°C B
TeueHne 4 cyrok. OuncTkod Quem-xpomarorpadueil Ha CHINKareile ¢ NpUMEHeHneM IpaaueHTa Meranousa (0-
10%) B nuxjopMeTaHe C MOCIEAYIOMNM OCAKACHUEM W3 AUATHIOBOTO >dupa momydamu 0,095 r (23%) xenae-
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MOT0 COeMHEHUS B Brje Oenmoro TBepaoro Bemectea. ESI/APCI(+): 407 (M+H). ESI/APCI(-): 405 (M-H).

ITpumep 208. Iomyuenue 1-(6-¢rop-1H-unmon-3-ni)-2-(6-meTokcunupuanH-3-mim)-2-((5-
METOKCHUITUPHIINH-3-1JT)aMHHO )3 TAaHOHA.

1-(6-®Top-1H-unn0m1-3-1m1)-2-(6-MeTOKCHITUPUANH-3 -1 )-2-(( 5-METOKCUTTHUPU N H-3 -FJT)aMUHO ) STAHOH
TOJTy4Yajl CoriiacHo ooOmieit mponenype L 3 cMecn 3-0eH3MI-5-(2-THAPOKCUITHN )-4-METHIATHA30I-3-UH XJIOpH-
na (0,135 1, 0,500 mmoutp) u TpuaTHIIamMuHa (0,070 M, 0,505 MMonb) B atanomne (1 M), TpeT-OyTri-6-¢prop-3-
dhopmmn-1H-unmon-1-kap6okcmnara (0,263 r, 0,999 mMoins) u pactBopa 5-meTokcH-N-((6-METOKCUTTUPHINH-3-
wi)MeTwieH)nmupunna-3-amuHa (0,999 mmons) B atanose (1 mur), HarpeBaembix npu 70°C B Teuenue 4 CyTOK.
Ounctkoii ¢uenr-xpomarorpadueil Ha CHIMKareie ¢ IpuMeHeHnueM rpaauenta Meranoisa (0-10%) B auxiopme-
TaHE C MOCICAYIONIMM OCKACHUEM U3 AUATHIIOBOTO ddupa noaydamu 0,053 r (13%) xemaeMoro coeTMHEHUS B
Buze 6enoro TBepaoro Bemectsa. ESI/APCI(+): 407 (M+H). ESI/APCI(-): 405 (M+H).

Mpumep 209. Ilomyuyenue 2-((3-(2-(IMMETHIAMUHO)ITOKCH)-5-MeTOKCHpeHuT)amMuno)-1-(1H-unnon-3-
wi1)-2-(heHNIITAHOHA.

Cranus 1. K pactBopy N,N-mumerunsranonamuna (2,000 1, 22,44 mmons) B auaTiiioBoM 3¢dupe (100 mi),
oxnaxaeHHoMy 110 0°C, mo xarmmsiM 1o6aBisuii Metancyabdormtxiaopun (1,910 mi, 24,68 MMoib). Peakimon-
HYIO CMECh TIepeMEIINBaN IIPH KOMHATHOH TeMIiepatype B TeueHue 65 4. [lomydennoe Genoe TBeproe BemecT-
BO (DMIIBTPOBAIIH, IPOMBIBAIN TUITHIOBEIM 3(HUPOM U CYIIMIN MO BakyyMoM ¢ noxydenuem 4,460 r (97%) 2-
(IMMeTHIaMIHO )3 THIIMETAHCYIB(POHAT THAPOXJIOPHIA.

Cramus 2. K pactBopy 3,5-mumeroxkcnanununa (2,500 r, 16,32 mmons) B NMP (12 mur) noGaBnsim MeTaH-
oAt Hatpus (2,290 1, 32,64 MMOJIb) B peakIMoHHYI0 cMech HarpeBanu o 140°C Bcro Houb. [Tocne oxmaxe-
HUS JI0 KOMHATHOM TEMIIepaTypbl PeakIMOHHYIO CMECh BBUIMBAJIHM B HACBHIIIEHHBIH PAacTBOP OJHOOCHOBHOTO
(ocdara HaTpPUs M IKCTpArupoBaiy dTHianeraToM. OpraHnueckyio (a3sy KOHLEHTPHPOBAIM I10J] CHHKEHHBIM
nasneHneM. O4ncTKO# (uem-xpomartorpadueil Ha cuiaMKareie ¢ NpUMEHEHHWEM TpaiueHTa sTuianerarta (15-
70%) B rentane nomy4anu 1,400 r (62%) 3-amuHO-5-MeTOKCH(EeHONa B BUe opamkeBoro macna. ESI/APCI(+):
140 (M+H).

Cramus 3. K pactBopy 3-amuHo-5-MeTokcudenona (0,500 r, 3,593 mmons) B DMF (25 mit), oximakaeHHO-
My po 0°C, moGamismn mopmuoHHO THIpuA HaTpus (60% mucmepcus B MuHepambHoM Macie; 0,316 T, 7,925
MMOJIb), & 3aTeM 2-(IUMETHIIAMUHO )3TIMeTaHcybdonaT ruapoxsopun (0,731 1, 3,593 mmons). Peakimonnyro
CMeECh MepPEeMEINBAIM TIPH KOMHATHOM TeMrieparype B TeueHue 60 4. JIoO6aBIIsiin HACHIIIEHHBIH pacTBOp OMKap-
OoHaTa HATPHUS M PEAKIIMOHHYIO CMECh IKCTParupoBai dTWianeTatoM. Opranundeckyro a3y KOHIEHTPUPOBAIN
MO CHIKCHHBIM AaBlieHHeM. O4mnCcTKO# (rem-xpomaTorpadueld Ha CHIMKareiie ¢ MPUMEHCHHEM TpaaueHTa
MeTaHona/25% ruapokcuga ammonus (9/1) (2-20%) B auxmopmerane monydamu 0,264 r (35%) 3-(2-
(IMMEeTHIaMIHO )3TOKCH )-5-METOKCHaHMIIMHA B BUJIE KOPHYHEBOTO Macia.

ESI/APCI(+): 211 (M+H).

Cramust 4. Cwmecp 2-xy0p-1-(1H-unmon-3-nn)-2-penumsranona (0,150 r, 0,556 mmons) u 3-(2-
(mmMeTHIaMUHO )3TOKCH)-5-MeTokcnanmmmaa (0,117 r, 0,556 Mmonb) B aneronutpuie (1 M) oOmyyanu B MUK-
poBonHoBoi meun npu 150°C B teueHue 30 MuH. PeakIoOHHYI0 cMeCh KOHLIEHTPUPOBAIU MOJA CHIKEHHBIM
nmasiieHueM. O4rcTKO# (uren-xpomartorpadueil Ha cHINKaresie ¢ MpUMEHeHHEM I'pareHTa MeTaHoia/25% rua-
poxcuna ammonus (9/1) (2-20%) B nuxiopMeTaHe ¢ mocieayiomei ouncTkoi npenapatusaoil TCX ¢ mpumeHe-
Huem ™ertanona (10%) B nguxjopmeraHe B KadecTBe oiroeHta moiywyanud 0,005 r (18%) 2-((3-(2-
(IMMeTHUIaMIHO )3TOKCH )-5-MeTokcudeHm)aMiuHo )- 1 -(1H-unmon-3-un)-2-gpeHmmTadnona B BHIE O€KEBOTO
tBepzoro Bemecta. ESI/APCI(+): 444 (M+H). ESI/APCI(-): 442 (M-H). 'H SIMP (DMSO-d) & 12,14 (1H, br
s); 8,90 (1H, br s); 8,16 (1H, d); 7,63 (2H, d); 7,46 (1H, d); 7,27 (2H, m); 7,19 (3H, m); 6,33 (1H, d); 5,97-6,17
(3H, m); 5,71 (1H, br s); 3,89 (2H, m); 3,61 (3H, s); 2,55 (2H, m); 2,18 (6H, s).

Mpumep 210. TIlomywenme  1-(1-(2-(Tper-OyTokcu)atmin)-6-dprop-1H-unnon-3-mn)-2-((3-meTokcude-
HUIT)aMHHO)-2-(CHUIITAaHOHA.

Cranmus 1. K pactBopy 2-(Tper-OyTokcn)atanona (2,220 mi, 16,92 mmois) B nuxiopmerane (50 mi), ox-
naxaenaomy g0 0°C, no6apmsumm TpudTHiamuH (2,820 mur, 20,31 mmods), Toswixinopun (3,870 r, 20,31 MMoIs)
u DMAP (0,413 r, 3,381 MMonb). PeakumoHHyI0 cMeCh OCTaBISUTH HarpeBaThCs 10 KOMHATHOW TEMIIEpaTyphl U
HepeMeIInBaIi BCIO HOYb. PeaknnoHHyI0 cMech pa30aBIisiiiv AUXJIOPMETAHOM U IIPOMBIBAIM HACBIIIEHHBIM pac-
TBOpOM XJopuga amMmMmoHus. Opranndeckyio (a3y KOHIICHTPHPOBAIH IOJ CHIDKCHHBIM AaBieHHEM. OYHCTKON
(nem-xpomarorpadueil Ha cuiIMKaresie ¢ IpUMEHEHNEM I'pajueHTa sTminanerata (2-40%) B renrane morydand
3,930 r (85%) 2-(TpeTr-0yToKCcH) THI-4-MeTmIOeH30MCcyIb(oHaTa B B OeciieTHOro Macia. ESI/APCI(+): 295
(M+Na).

Cramus 2. K pactBopy 2-xmop-1-(6-prop-1H-unmnon-3-un)-2-peammtanona (0,139 r, 0,483 mmons) B THF
(4 mn), oxnaxnenaomy 1o 0°C, moGasisimu ruapun Hatpust (60% aucnepcust B MuHepansHoM Macie; 0,035 T,
0,870 mmounb). CMech IepeMeInBaiy NMpH KOMHATHOH Temneparype B tedyeHue 30 muH. JlobaBisum 2-(Tper-
OyTokcn)aTmin-4-metunoensoncyabponat (0,263 r, 0,966 MMOJIE) U PEAKIIMOHHYIO CMECh MEPEMEIINBAIN TPU
KOMHaTHOU Temreparype B TeueHne 60 4. PeakIimoHHyI0 cMech pa3ziessuii MeXy STHIIAIleTaTOM M HachIIICH-
HBIM PacTBOpOM xJiopuza aMMoHus. OpraHudeckyro (a3y KOHIEHTPHPOBAJIM MOJ CHHUKCHHBIM JIaBICHHEM.
Ouncrkoii Quem-xpomarorpaduell Ha CHIIMKareje ¢ IpUMEHEHHEeM rpaaneHTa stuianerata (5-50%) B renraHe
nonyganu 0,085 r (45%) 1-(1-(2-(TpeT-0yToxcu)atun)-6-pTop-1 H-nrmon-3-mn)-2-xmmop-2-peHnI3TaHOHa B BHIIE
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opamxkesoro macna. ESI/APCI(+): 388 (M+H). ESI/APCI(-): 386 (M-H).

Cragus 3. 1-(1-(2-(rper-ByTokcu)atmin)-6-¢pTop-1 H-namon-3-mn)-2-((3-meTokcupeH1IT)aMruHO )-2 -
(heHMIPTAaHOH TIONTydYau coryacHo obmei nmpouenype E m3 1-(1-(2-(tper-6yTokcu)atmn)-6-¢prop-1H-uamomn-3-
nn)-2-xyop-2-perammrtanona (0,085 r, 0,219 mmons) n mera-anusuauHa (0,245 mi, 2,188 MMOJIB) B alleTOHHT-
pwre (1 mu), oOiiydaeMblX B MHKpOBOJHOBOW meun mpu 150°C B teuenwe 15 mun. Ounctkoit Quermn-
xXpomarorpadueii Ha cHiIHMKarese ¢ IpUMEHEHNEeM rpaguenTa stmwianetara (5-50%) B renrane noxydanu 0,066 T
(64%) 1-(1-(2-(Tpet-6yToxcu)aTHn)-6-¢hTop-1H-namon-3-mn)-2-((3-meTokcudpenmt)aMiHo0 )-2-HheHUIITAHOHA B
BHJE opamkeBoro Teepaoro Bemectsa. ESI/APCI(+): 475 (M+H); 497 (M+Na). ESI/APCI(-): 473 (M-H).

Mpumep 211. Iomyuenue 1-(6-¢pTop-1-(2-runpokcuatin)-1H-unnon-3-um)-2-((3-MeTokcudpeHIT)aMIHO)-
2-(heHMIITaHOHA.

1-(1-(2-(tper-bByroxcn)atun)-6-¢Top- 1 H-numnomn-3-mn)-2-((3-MeTokcnpeHmn)aMruHo )-2 -(heHUITITAaHOH
(0,066 r, 0,139 MMob) pacTBOpsuIH B 4H. pacTBOpe XJjopuaa Bogopona B auokcade (3,000 mi, 12,00 MModb).
PeakinoHHYI0 cMecCh MepeMenInBaId Py KOMHATHOW TeMIlepaTrype BCIO HOYb. PacTBOp HeWTpanm3oBanmu Kap-
0OOHATOM KaJIisl ¥ PEaKIMOHHYIO CMECh 3KCTparupoBaiy sTunaneratoM. Opranudeckyro (azy KOHLIEHTPUPOBAIH
MOl CHIKCHHBIM AaBlieHHeM. O4HCTKO# (rem-xpomaTorpadueld Ha CHIMKareie ¢ MpUMEHCHHEM TpaaueHTa
stinanerata (15-70%) B renrane ¢ mocnenyrome ouncTkoi npemnapatuBHoit BOXKX (komonka XBridge; crmo-
co6 1) momygamu 0,007 r (11%) 1-(6-pTop-1-(2-ruapoxcuaTin)- 1 H-unmosn-3-wmm)-2-((3-MeTokcu(peHNIT)aMIHO ) -
2-heHWIITAHOHA B BUIE Oeoro Tepioro emectea. ESI/APCI(+): 419 (M+H). ESI/APCI(-): 417 (M-H). 'H
SAMP (DMSO-dg) 6 8,95 (1H, br s); 8,14 (1H, m); 7,63 (2H, d); 7,51 (1H, d); 7,23-7,35 (2H, m); 7,19 (1H, m);
7,07 (1H, t); 6,91 (1H, t); 6,31-6,46 (3H, m); 6,11 (1H, d); 6,04 (1H, d); 4,99 (1H, br s); 4,30 (2H, m); 3,78 (2H,
m); 3,62 (3H, s).

Ipumep 212. IMonyuenue 2-((5-3Toxcunupuaut-3-mi)aMuHo )- 1 -(1 H-uamon-3-m1)-2-peHmmTaHoHa.

Cranus 1. K cycnensuu ruapuna vatpust (60% aucnepcust B MuHepansHoM Macie; 1,690 r, 42,21 mmous)
B DMF (15 mun), oxnaxkaennoit g0 0°C, mo xarmsM go0asisuiu 3taHoi (2,460 mur, 42,21 mmons). CMech mepe-
memmBany npu 0°C B Teyenne 30 MuH u no6asisumu 3,5-auopomnupuaus (5,000 T, 21,11 mmons). Peakunon-
HYI0 CMECh OCTABIIUIH HATPEBATHCS O KOMHATHON TEMIIEPaTyphl U TIEPEMCIIHBAIN IIPH KOMHATHON TeMIIepaTy-
pe B Teuenne 60 u. PeakunoHHyI0 cMech pa30aBIisul BOJOW M OKCTPAarHMpOBaM AuXiopMeTaHoM. OpraHude-
CKyIO (ha3y KOHIIEHTPHUPOBAIIM TTOJ] CHHYKCHHBIM JaBieHreM. OuncTkoi Queni-xpoMatorpadueit Ha cCUIMKaresne
¢ mpuMeHeHHWeM rpanumenta guxiopMerana (30-100%) B renrtame momydanmn 1,920 r (45%) 3-6pom-5-
srokcunupuanHa B Bune macia. ESI/APCI(+): 202, 204 (M+H).

Cramus 2. Cmech 3-6pom-5-atokcunupuanaa (1,000 t, 4,949 mmons), neHraruapuaa cyibdara meam (11)
(0,238 1, 0,990 mmoms) 1 25% pacTBopa ruapokrcuaa aMmMoHuA (7,620 mit, 49,49 MMOITB) TTOMEIIAN B TEPMETH-
3UpOBaHHBIA cocyn W HarpeBanu npu 140°C Bcio HOub. [locie oxmakaeHUs 1O KOMHATHON TeMIepaTypsl J0-
GaBisi 1H. pacTBOp IMIPOKCHAA HATPUS U CMECh SKCTparupoBaiyu stunaneratoM. Opranndeckyio ¢asy KOH-
LEHTPUPOBAJIH TI0/I CHHKEHHBIM JaBiaeHueM. OuncTkoi ¢ienr-xpomarorpadueil Ha CHIMKareie ¢ IPUMEHECHHEM
rpaauenTa stwianerata (30-100%) B auxnopmerane nosaydanu 0,357 r (52%) S5-aTokcunupuauH-3-aMUHA B
Buze opamxkeBoro macna. ESI/APCI(+): 139 (M+H). ESI/APCI(-): 137 (M-H).

Cragus 3. N-BeH3WIHACH-5-3TOKCUTUPUIUH-3-aMUH TOJTyYaId KOJMYSCTBCHHO COTJIACHO OOIIEi mporre-
nype I u3 6enzanpaeruaa (0,102 mu, 1,004 Mmmois) u S-aTokcunupuaui-3-amuaa (0,138 1, 0,999 mmouns).

Cramus 4. 2-((5-Oroxcunupuans-3-wmi)aMuHo)- 1 -(1H-unmon-3-uin)-2-peHmIITaHOH TIOMyYald COTJIACHO
obmeit mporeaype K m3 cmecn 3-0eH3mn-5-(2-ruapokcudTiin)-4-Meruaruazonuit xmopuga (0,135 r, 0,500
MMoub) U TpudTHiIamuHa (0,070 M, 0,505 mMmoie) B atanose (1,5 mi), Tper-0yTnin-3-popmumi-1H-uanon-1-
kapOokcmiata (0,245 1, 0,999 MMonb) U pacTBopa N-OeH3uIHACH-S-3ToOKCUITHpUANH-3-amuHaa (0,999 MMoIb) B
aranone (1,5 mi), HarpeBaeMbix pu 70°C Bcro HOUb. OYUCTKOW Quren-xpoMarorpadueil Ha CHITHKarese ¢ mpu-
MeHeHueM rpanuenTa stunanerara (30-100%) B quxiopMeTaHe ¢ HOCIEAYIOUIUM OCaXKICHUEM M3 dTUalleTaTa
nony4amu 0,090 T (24%) skemaeMoro COemUHEHUS B BUIAE 3elicHOTO TBepaoro BemectBa. ESI/APCI(+): 372
(M+H). ESI/APCI(-): 370 (M-H).

[Mpumep 213. Ionyuenue 1-(1H-unnomn-3-wmn)-2-((5-1301pONOKCUIUPHUINH-3 -1IT)aMHIHO )-2-(DeHUIITAHOHA.

Cranus 1. K cycnensuu ruapuna vatpust (60% nucnepcnst B MuHepansHoM Macie; 1,690 r, 42,21 mmous)
B DMF (15 M), oxnaxnennoit no 0°C, mo karursim go6asisuii u3onponanod (3,230 mu, 42,21 mmons). Yepes 30
muH 1ipu 0°C gobasmsum 3,5-gubpommupuans (5,000 T, 21,11 MMoib). PeakimoHHYI0 CMECh OCTABJISITA Harpe-
BaThCs 10 KOMHATHOH TeMIlepaTyphl U IMEepeMENINBaIN IPU KOMHATHON TeMIiepaTtype B Tedenue 16 4. Peakmm-
OHHYIO CMECh Pa30aBIsUIM BOJOW M AKCTPArHpPOBAIH AUXJIOpMeTaHOM. Opranndeckyio (Ga3y KOHIEHTPUPOBAIN
MOl CHIKCHHBIM AaBlieHHeM. O4HCTKO# (rem-xpomaTorpadueld Ha CHIMKareiie ¢ MpUMEHCHHEM TpaaueHTa
muxinopmerana (15-70%) B renrane momyganu 1,210 T (26%) 3-6poM-5-M30NPOMOKCHITUPHUIANHA B BHIE Macia.
ESI/APCI(+): 216, 218 (M+H).

Cranus 2. Cmech 3-0pom-5-nzonponokcunupuanta (1,000 r, 4,628 MMonb), neHTaruapuaa cyiabdara mMe-
mu (II) (0,223 1, 0,926 mMonb) U 25% pactBopa ruapokcuaa ammonus (7,130 mit, 46,28 MMoJIb) OMeIIany B
TepMETU3UPOBaHHBINA cocyl U HarpeBasu rpu 140°C Bcio HOub. [locne oxiaxkaeHusl 10 KOMHATHOM TeMIepary-
pBI 100aBsLTH 1H. pacTBOp THAPOKCHIA HATPHS M PEaKIMOHHYIO CMECh SKCTparnpoBaiu stuinaneraroM. Opra-
HUYECKYI0 (pa3y KOHLIEHTPHPOBAIH I10J] CHIDKEHHBIM JaByieHHeM. OuucTkoi ¢uem-xpomarorpadueil Ha cuin-
Karejle ¢ mpuMeHeHneM TpaxauenTta stunanerata (30-100%) B muxmop metane momydamu 0,243 1 (34%) 5-
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H30TIPOIIOKCHITUPUIUH-3-aMUHa B Bujie opamkeBoro Macna. ESI/APCI(+): 153 (M+H).

Cramust 3. N-BensunmaeH-5-U30MpONOKCHITUPUINH-3-aMUH TTOJyYalnd KOJIMYECTBEHHO COTJIACHO OOIIEH
npouenype I u3 6enzanpaeruma (0,102 mm, 1,004 mmoins) U S-uzonponokcunupuand-3-amunaa (0,152 r, 0,999
MMOJTb).

Cramus 4. 1-(1H-Uuamon-3-nm)-2-((5-u30mponoKCUTTHPUINH-3-HIT)aMIHO )-2-QEHIIITAHOH MOIYYald CO-
rmacHo obmedt mporeaype K m3 cmecu 3-0eH3un-5-(2-ruapokcudTiun)-4-metmituazonmid xmopuaa (0,135 T,
0,500 mmoip) u TpraTHIamuHa (0,070 M, 0,505 mmois) B aTanone (1,5 mi), TpeT-0yTnin-3-dpopmui- 1 H-urmon-
1-kap6okcunata (0,245 1, 0,999 mMmonb) u pactBopa N-OeH3UIHACH-S5-U30MPONTOKCUTTUpHIH-3-amuHa (0,999
MMoub) B aTaHoxe (1,5 mur), narpeBaembix nipu 70°C Bcro Houb. OuncTKo# (urem-xpomarorpadueil Ha CHINKa-
resie ¢ npuMeHeHueM rpagueHta sTuinanerata (30-100%) B auxiopMeTaHe C MOCIEAYIOMIUM OCaXICHUEM W3
sTHinanerata u rentana noxydanu 0,045 r (12%) xexaeMoro coequHEHHS B BUJIE OSKEBOTO TBEPOTO BEIIECTBA.
ESI/APCI(+): 386 (M+H). ESI/APCI(-): 384 (M-H).

[Mpumep 214. Iomyuenue 2-((S-aTwmupuaus-3-ui)amuno)- 1-(1 H-nanon-3-mn)-2-¢pennnsTanona.

Cranus 1. PactBop N-OeH3MIMICH-5-3THIIMPUINH-3-aMHUHA B 3TaHOJIE MOJIyJaIn MyTeM HarpeBaHHs pac-
TBOpa Oem3anpaerunaa (0,102 mim, 1,008 mMonb) u 3-amuHo-5-3trnmupuauaa (0,117 r, 0,958 Mmmoms) B 3TaHOIe
(0,5 M) mpu 60°C B Teuenue 16 4. ObpazoBaHue UMHUHA OBLIO KOJMYECTBEHHBIM M PACTBOP HCIOJB30BaIH Oe3
nonoauTenbHOM ounctku. ESI/APCI (+): 211 (M+H).

Cramus 2. 2-((5-Orunmupuana-3-un)amMuHo)- 1 -(1 H-uamo-3-ni)-2-QeHunITanoH  TToJTydaidl  COTJIACHO
obmeit mponenype K n3 cmecu 3-0eH3un-5-(2-ruapokcudTiin)-4-mMetrntrazon-3-uid xnopuaa (0,126 r, 0,467
MMoub) U TpudTHiIamuHa (0,090 mi, 0,646 mMois) B atanose (0,5 mi), TpeT-0yTni-3-popmwmi-1H-uanon-1-
kapOokcmiara (0,250 r, 1,019 mMmonp) n pactBopa N-OeH3unuaeH-5-atunnupuaui-3-amunaa (0,958 mMmorns) B
stanozne (1,5 mi), HarpeBaembix npu 60°C B Teyenue 16 4. OuncTkoi TBepHO(}a3HBIM IKCTPAarMpOBAHUEM Ha
C18-kosoHKe 1151 0OpareHHo-(ha30Boi Xpomarorpaduu ¢ MIpUMeHeHHeM TpaaueHTa aneronurpuia (0-100%) B
Bojze moxydanu 0,051 r (15%) xenaemoro coenuHEHHs B BHJE eaToro TBepaoro coeaunenus. ESI/APCI(+):
356 (M+H). ESI/APCI(-): 354 (M-H).

Ipumep 215. Tlonmyuenne 1-(1H-ungon-3-wmm)-2-((3-MeTokcudeHNT)aMHHO )-2-(5-METOKCHUTINPA3UH-2-
WIJT)3TaHOHA.

Cramus 1. 3-MeTtokcu-N-((5-MeToKCHITHpa3uH-2-11)METHIICH )aHUJTHH TTOJTYIaTd KOJIMISCTBEHHO COTJIACHO
obmeit mporieaype I u3 5-metokcunmpasun-2-kapoanpaeruga (0,138 r, 0,999 MMmoip) ¥ 3-METOKCHAHWIIMHA
(0,112 mur, 1,001 mmods).

Cramus 2. 1-(1H-Uunon-3-wmm)-2-((3-meTokcueHn )aMuHO )-2-(5-MEeTOKCHUTINPAa3uH-2-MIT)3TAaHOH TOJTyda-
JTM coryacHo obmei mpomnenype L w3 cmecn 3-0eH3MI-5-(2-THAPOKCHITHI)-4-METHITHA30-3-HI XJI0pHUIa
(0,135 1, 0,500 mmomnp) 1 TpuaTHIaMuHa (0,070 M, 0,505 MMois) B atanose (1 Mir), TpeT-OyTHi-3-popmuin-1H-
uHI01-1-kapookcunara (0,245 r, 0,999 mMmonp) m pactBopa 3-meTokcH-N-((5-MeTOKCHIUpa3uH-2-HiT)Me-
TwieH ))anmwinHa (0,999 Mmons) B aTanoue (1 min), HarpeBaeMbix pu 70°C B Teuenue 2 cyTok. OUUCTKOM (rent-
xpoMmartorpadueil Ha CHIIMKareie ¢ NpuMEeHeHneM rpaauenTa stuianerata (0-100%) B renrane ¢ nmocieayomum
ocakJIeHHeM M3 auxijopMerana noiydanu 0,142 r (36%) sxeraeMoro coeIMHEHHs B Bue O€JIoro TBEpIOro Be-
mectBa. ESI/APCI(+): 389 (M+H). ESI/APCI(-): 387 (M-H).

Ipumep 216. Ilomyuenune 2-(6-3ToxcunupuauH-3-mn)-1-(1H-unnon-3-mr)-2-((3-meTokcudeHn )aMu-
HO)3TaHOHA.

Cramus 1. PactBop N-((6-3TOKCUTTUPHUINH-3-MIT)METHIICH )-3-METOKCHAHUINHA B ATAHOJIE TIOTYYaIH ITyTEM
HarpeBaHusi pactBopa 6-aTokcmHuKoTHHaNbaeruaa (0,153 r, 1,012 mmonp) u 3-metokcuanmnuHa (0,114 wmur,
1,012 mmomne) B 3Tanone (0,5 ) mpu 60°C B Teuenue 16 4. OOpa3oBaHHEe MMUHA OBLTO KOJHMYCCTBEHHBIM U
pacTBop Hcnons30Baiy Oe3 pononHuTenbHOM ounctku. ESI/APCI(+): 257 (M+H).

Cranus 2. 2-(6-Otoxcunmupunus-3-uin)- 1-(1 H-unnon-3-ui)-2-((3-MeTokcudeHT)aMIHO0 )3TaHOH TT0JTyYailH
cornacHo obmelt mporenype K u3 cmecu 3-0eH3mn-5-(2-ruApoKCHITILT )-4-MeTrnTHAa301-3-ui xaopuna (0,143 T,
0,530 mmounp) u TpudTIiiamuHa (0,100 mi, 0,717 mmons) B aTanone (0,5 mi), TpeT-0yTii-3-hopmiut- 1 H-unmon-
1-xap6okcunara (0,273 r, 1,113 mMmoip) u pactBopa N-((6-3TOKCHITUPHIUH-3-MIT)METHIEH)-3-METOKCHaHWIINHA
(1,012 mmoup) B aTanose (1,5 mi), HarpeBaembix pu 60°C B Teuenne 72 4. OuucTkoil diem-xpomarorpapueit
Ha CHJIMKarejie ¢ MpUMEHEHHeM rpaaneHTa stmianetara (0-45%) B rentane ¢ mociemyromeii OYuCTKON mpera-
paruBHOI BOXKX (romonka XBridge; coco6 2) momryganu 0,058 r (14%) xemaeMoro coennHeHus B BUae 0ero-
ro tBepaoro BemectBa. ESI/APCI(+): 402 (M+H). ESI/APCI(-): 400 (M-H).

IIpumep 217. Tonyaenne 2-((3-meTokcudenm)aMmuHo)-1-(4-meTmi-1 H-unnon-3 -wmm)-2-heHmmTaHoHa.

Cramus 1. tpet-bytmn-3-popmun-4-metmi- 1 H-ua05- 1 -kapOoKkcHuaaT moxyJaid COrIacHO OOIIel mporie-
nype F u3 4-metun-1H-unnon-3-kapbansaeruna (0,250 r, 1,571 Mmmons), mu-tper-Oytminnukapookcuiara (0,445
r, 2,039 Mmmoins) 1 DMAP (0,030 1, 0,246 MMons) B arierorutpuite (4 mi) ¢ nonyuenuem 0,392 r (96%) xenae-
MOTO COCIMHCHHUS B BHJE JKEITOro TBepaoro coexuuems. 'H SIMP (DMSO-dg) & 10,06 (1H, s); 8,59 (1H, s);
8,01 (1H, d); 7,33 (1H, t); 7,17 (1H, s); 2,76 (3H, s); 1,66 (9H, s).

Cragus 2. 2-((3-Metokcudenmn)aMuHo)- 1 -(4-metwin- 1 H-uanomn-3-mn)-2-QeHmIITaHoH oTyJYaid COorJiac-
HO o6mieit mpoueaype K u3 cmecu 3-6eH3mi-5-(2-ruapokcnd T )-4-MetraTrason-3-uit xiaopuna (0,137 r, 0,508
mmoinb) u tpraTrinamuna (0,100 mi, 0,717 mmons) B stanone (0,5 mi), Tper-OyTnn-3-popmun-4-merni-1H-
nHA07-1-kapbokcunara (0,277 r, 1,068 mmois) 1 pactBopa N-OeH3ununeH-3-meTokcuanmiuHa (0,989 mmornns) B
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stanoze (1,5 mi), HarpeBaembix npu 60°C B Teuenue 48 4. Ouncrkoii duenr-xpomarorpadueii Ha cuIKaresne ¢
MpUMEHEeHHueM TrpaauenTta stunanerata (0-50%) B renraHe ¢ mocienyromie ouncTkoi mpemnapatuBHoit BOXKX
(xomonka XBridge; ctoco6 1) momryganu 0,046 T (13%) >kemaemMoro CoeJMHEHMS B BHIe OEJIOT0 TBEPIOTO Bellle-
crBa. ESI/APCI(+): 371 (M+H). ESI/APCI(-): 369 (M-H).

ITpumep 218. TIMonyuenne 1-(1H-unmomn-3-m1)-2-((6-MeTOKCHITHPa3WH-2-WT)aMUAHO )-2-()eHUIITAHOHA.

Cramus 1. N-beH3unumaeH-6-MeTOKCUTTUPa3uH-2-aMIH TIOJTyYald KOJIWIECTBEHHO COTIIAacHO O0Iel mpoiie-
nype I 3 6enzanpaeruaa (0,102 mu, 1,004 mmois) u 6-metokcunupasud-2-amuna (0,125 1, 0,999 mmons).

Cramus 2. 1-(1H-Uumomn-3-mim)-2-((6-MeTOKCUTTUpa3HH-2 -1 )aMHHO )-2-(pEeHIIITAHOH TIOJyYald COTJIACHO
obmrert mponenype K u3 cmecu 3-0eH3min-5-(2-ruapokcudtin)-4-metmntuazonuiit xiaopuga (0,135 r, 0,500
mmoinb) u tpraTminamuna (0,070 mi, 0,505 mmons) B atanone (1,5 mu), Tper-Oytun-3-dopmui-1H-unnon-1-
kapOokcunara (0,245 r, 0,999 mmoib) u pactBopa N-OeH3uIMACH-6-MeTOKCHTTMpa3uH-2-amuHa (0,999 Mmois) B
stanoze (1 mi), HarpeBaembix npu 70°C Bcro HOUb. OuncTKON Quen-xpomaTorpaduei Ha CHIIMKaresie ¢ IpH-
MEHEHHEM TpajueHTa stmianerara (5-50%) B quxiopMeTaHe ¢ MOCIEAYIONIMM OCAXICHUEM M3 JAUITHUIIOBOTO
a¢upa noxyuamu 0,048 r (13%) skemaeMoro coemquHeHUs B BUIe OexeBoro TBepaoro emectsa. ESI/APCI(+):
359 (M+H). ESI/APCI(-): 357 (M-H). 'H SIMP (DMSO-dg) & 12,02 (1H, br s); 8,72 (1H, s); 8,17 (1H, d); 7,78
(1H, d); 7,76 (1H, s); 7,67 (2H, d); 7,45 (1H, d); 7,31-7,38 (2H, m); 7,30 (1H, s); 7,13-7,28 (3H, m); 6,39 (1H,
d); 3,60 (3H, s).

IIpumep 219. Tlonyuenne 2-((3-(2-(TpeT-OyTOKCH)ITOKCH)-5-MeToKcHheHnT)aMuHO)- 1 -(1 H-uamomn-3-mm)-
2-permmaTanoHa u 2-((3-3Tokcu-5-metokcudennn)amuno)- 1 -(1 H-urmon-3-nmn)-2-pernnsTanona.

Cramus 1. K pactBopy 3-amuHo-5-MeTokcudenona (0,447 r, 3,214 mmons) B DMF (20 mir), oxXmakaeHHO-
My g0 0°C, moGamismm mopnuoHHO Tuapun HaTpus (60% mucnepcus B MuHepanbHoM Mache; 0,282 1, 7,050
mmoinb). Ilocnme moGaBnenust pactBopa 2-(Tper-OyTokcnm) THi-4-metmnoensoncynsgponara (0,875 r, 3,213
mmoib) B DMF (3 mi1) peakimOHHYIO CMECh ITepeMEeIINBaI P KOMHATHOW TeMneparype B Teuenue 20 4. Jlo-
0aBJISLTM BOAY U PEaKLHOHHYIO CMECh AKCTPAarMpoBasd dThiareratoM. Opranndeckyto (asy KOHIEHTPHUPOBAIH
MOJ CHIKEHHBIM JHaBiieHueM. OuncTKOoHN (renr-xpomarorpadueil Ha cUIMKaresie ¢ NPUMEHCHHEM TpajJucHTa
stmnanerata (5-50%) B renrane nomydanu 0,241 t 3-(2-(TpeT-0yTOKCH)ITOKCH)-5-METOKCHAHMIINHA (3arpsi3-
HEHHOMY 3-3TOKCH-5-METOKCHaHUIIMHOM) B BUie KopnuHeBoro macia. ESI/APCI(+): 240 (M+H).

Cramus 2. 2-((3-(2-(tper-byTokcu)atokcen)-5-metokcudennn)amuno)- 1 -(1 H-urmon-3-mn)-2-pernm TanoH
moJTydaiau coriacHo obmeld mpouenype C u3 2-xmop-1-(1H-unmon-3-un)-2-penmmranona (0,120 r, 0,445
MMOJIB), 3-(2-(TpeT-0yTOKCH)3TOKCH)-5-MeTokcnanwimaa (0,106 T, 0,445 mmons) u TpudTHiamuna (0,124 mur,
0,890 mMmoup) B arneroruTpuie (0,5 M), 00aydaeMbIXx B MUKPOBOJIHOBOU meuu nipu 150°C B Teuenne 30 MuH.
OuncTkoii ¢rem-xpomarorpadureii Ha cUIHKareie ¢ IPUMEHEHHEM TUXJIOpPMETaHa B KayecTBE DIIIOCHTA IMOJY-
gamu 0,054 1 (26%) 2-((3-(2-(Tper-OyTOKCH)3TOKCH)-5-MeToKcHpeHwmT)aMuHo)- 1 -(1 H-namon-3-mm)-2-
(enmmTaHOoHa B Buae Oexeoro tBepmoro BemectBa. ESI/APCI(+): 473 (M+H); 495 (M+Na). ESI/APCI(-):
471 (M-H).

2-((3-9r1okcu-5-merokcudenmn)aMuHo)- 1 -(1 H-unnomn-3-mm)-2-peHnIITaHOH TaKkKe BBIIEISUIN 1T0CIe OYH-
CTKM Ha OIMCAaHHO BBIIIE MCIIApUTEILHON KOJIOHKE Ha CHJIMKareie. J[OmoJHNTEeIbHOW OYHCTKOHN MperapaTus-
Ho¥t BOXKX (xononka XBridge; crioco6 5) moxydgamu 0,008 T yrcToro coenMHeHus B BUe 0EI0ro TBEPIOTO Be-
mectBa. ESI/APCI(+): 401 (M+H). ESI/APCI(-): 399 (M-H). 'H IMP (DMSO-de) & 12,14 (1H, br s); 8,90 (1H,
s); 8,16 (1H, d); 7,63 (2H, d); 7,46 (1H, d); 7,25-7,35 (2H, m); 7,11-7,24 (3H, m); 6,32 (1H, d); 5,97-6,13 (3H,
m); 5.69 (1H, s); 3,87 (2H, q); 3,60 (3H, s); 1,24 (4H, t).

IMpumep 220. Tlonyuenme 2-((3-(2-THAPOKCHUITOKCH)-5-MeTOKCUpeHT)aMuHoO)-1-(1H-uanomn-3-mm)-2-
(heHnmITaHOHA.

2-((3-(2-(Tper-byTokcn)aTokcn)-5-MmeTokcudermn)amMmuHo)- 1 -(1 H-uagon-3-un)-2-penmmranon (0,054 r,
0,114 MMOIIB) pacTBOPSITH B 4H. pacTBOpe XJopuaa Boxopoaa B guokcane (3,000 mur, 12,00 mmons). Peakinon-
HYIO CMECh IEepEeMEIINBAIN P KOMHATHOW TeMIlepaType B TedeHue 6 4. PeakIMOHHYIO CMeCh BBUIMBAIU B
CMecCh JIe/I/BoJla, HEHTpaIn30Bail KapOOHATOM KaJMs W DKCTparupoBaiy dTHianeTatoM. Opranndeckyio dazy
KOHIIEHTPUPOBAJIH I10]] CHI)KEHHBIM JaBieHueM. OuncTkoil hieni-xpomarorpadueil Ha CHIIMKaresie ¢ mpuMeHe-
HHUEM TpaaueHTa dtmianeTara (5-50%) B AUXIIOpMETaHe ¢ IMOCIEAYIOMUM OCKICHUEM M3 AUATHIOBOTO 3(hupa
nomygasnm 0,009 t (19%) 2-((3-(2-ruapokcusToKcH)-5-MeTokcudenmn)aMmuno)-1-(1 H-uanon-3-wm)-2-penun-
3TaHOHA B BHJE OexeBoro Tepaoro semecta. ESI/APCI(+): 417 (M+H). ESI/APCI(-): 415 (M-H). 'H SIMP
(DMSO-dg) 6 12,13 (1H, br s); 8,89 (1H, s); 8,17 (1H, d); 7,63 (2H, d); 7,47 (1H, d); 7,25-7,33 (2H, m); 7,14-
7,25 (3H, m); 6,32 (1H, d); 6,07 (1H, d); 6,05 (2H, br s); 5,72 (1H, s); 4,77 (1H, t); 3,78-3,90 (2H, m); 3,63-3,69
(2H, m); 3,62 (3H, s).

[Tpumep 221. Tonyaenne 2-((5,6-mumMeTOKCHUTHPUANH-3 -1 )aMuHO )- 1 -(1 H-uHmo-3-nm)-2-pennnitanona.

Cramus 1. K pactBopy meroxcuaa Hatpus (0,215 t, 3,980 Mmonb) B metanoste (13 M) mo6aBisiam 2-Xmop-
3-merokcu-5-autponupuau (0,500 r, 2,652 mMmonb). Uepe3 5,5 4 npu KOMHATHOW TeMmmepaTrype JT00aBIsLIH
metokcua Hatpus (0,215 1, 3,980 MMoIIb) U PEaKIIMOHHYIO CMECh MTEPEMEINBaIN IPH KOMHATHOHN TeMmIepaType
BCcio HOoub. CHOBa nobasistian metokcun Hatpus (0,215 1, 3,980 mmons). Uepes 4,5 4 mpu KOMHaTHOW Temriepa-
Type PEaKkIHOHHYIO CMeCh KOHLICHTPHPOBAJH I10J] CHHKEHHBIM JaBiieHneM. OCTaToOK pasiersiii MEXIy STHII-
arieratoM W BojoH. Pa3pl paszgensin. OpraHudyeckyio ¢asy NPOMBIBAIN COJIEBBIM PAacTBOPOM, CYLIMIIM Haj
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cynb(haToM HaTpus, GUIBTPOBAIN M KOHICHTPUPOBAJIN 10/ CHI)KEHHBIM JaBiieHHeM. OuucTKOM Quen-xpoma-
Torpadueil Ha CHIMKareie ¢ NMpUMEHEHHEM rpaaneHTta stuianerara (20-50%) B renrane nomydanu 0,467 r
(96%) 2,3-IMMETOKCH-5-HUTPONMPHANHA B BHAE skenToro mopomka. ESI/APCI(+): 185 (M+H). 'H SIMP
(DMSO-dg) & 8,69 (1H, s); 7,94 (1H, s); 4,02 (3H, s); 3,93 (3H, s).

Cramus 2. K cycnienzun 2,3-nuMerokcu-5-autponupuauna (0,463 1, 2,514 mmons) B Boae (9 mur) mobas-
T yKeycHyro kucioty (0,500 M, 8,734 mmoms). [Tocie mopumorHoro qo6asineHus autnonuta Hatpust (1,670
T, 9,562 MMOJIB) CYCTICH3UIO MEPEMEITMBAIIN TIPU KOMHATHON TeMIIEpaType B TeueHne 4 4. PeakllmoHHYI0 cMeCh
BBUTHBAJIN B CMECH Jie/ 1 H. pacTBOp THAPOKCHIA HATPUS M SKCTPAarupoBajy dTmianeraToM. Opranmdeckyro dasy
CYIIWIIH HaJ Cynb(haToM HATpHs, (QUIBTPOBATN M KOHIEHTPUPOBAIN O] CHIDKCHHBIM AaBicHHEM. OUnCTKON
(em-xpomarorpadueil Ha cunMKarene ¢ MpuMeHeHneM rpanuenta meraHoia (0-10%) B muxmopmeraHe moiy-
yamu 0,111 1 (29%) 5,6-muMeToKCcHIIMpUANH-3-aMHiHa B BHJE po3oBoro Teepaoro BeniectBa. ESI/APCI(+): 155
(M+H). 'H SIMP (DMSO-de) & 7,03 (1H, s); 6,65 (1H, s); 4,72 (2H, br s); 3,70 (6H, m).

Cragus 3. PactBop N-OeH3mmuneH-5,6-TMMETOKCUITUPUINH-3-aMUHa B 3TAHOJIC TOIYYaldH IIyTeM Harpe-
BaHUs pactBopa OcH3anpaeruaa (0,067 mi, 0,661 mMons) u 5,6-numerokcunupuani-3-amuaa (0,101 r, 0,655
MMoub) B atadouie (1,3 mur) npu 60°C B Teuenue 6 4. OOpa3oBaHHe UMHHA OBIIIO KOJIMYECTBEHHBIM U PacTBOP
UCTIONB30BaIH 0e3 JormonHuTenbHo# ounctku. ESI/APCI(+): 243 (M+H).

Cragusa 4. 2-((5,6-dumeroxcunupunus-3-mia)aMuHo)-1-(1 H-urmon-3-mn)-2-heHUIITAaHOH MOTyYald Co-
rimacHo obmieit nporenype K u3 cmecn 3-0eH3mi-5-(2-ruapokcuaTun )-4-Metunarra3on-3-ui xmopuna (0,090 r,
0,334 mmoup) u TpraTHIamuHa (0,045 M, 0,325 mmois) B aTanone (0,5 mi), TpeT-0yTnin-3-dpopmui- 1 H-urmos-
1-kap6okcunata (0,193 r, 0,787 mmons) u pactBopa N-OeH3MNIHIEH-5,6-mTuMeTOKCHITHpUANH-3-amMmuHa (0,655
MMoJTb) B 3Tanoue (1,3 mur), HarpeBaembix mpu 70°C B Teuenue 65 4. OctaTok ounmianu ¢iem-xpomarorpapuei
Ha CWJIMKareje ¢ IpuMeHeHWeM rpaauenta meranona (0-10%) B muxiopmeraHe. J[OMONHUTETHFHONH OYHUCTKON
npemapaTuBHoii BOXKX (kononka XBridge; crmocob 5) ¢ mocaenyroriei nepekpucTain3anueid u3 dTuiamnerara
u renrana noiydanu 0,006 r (2%) xexaemoro npoaykTa B Buze pozosoro nopouika. ESI/APCI(+): 388 (M+H);
410 (M+Na). ESI/APCI(-): 386 (M-H). 'H SIMP (DMSO-ds) & 12,16 (1H, br s); 8,87 (1H, s); 8,16 (1H, d); 7,63
(2H, m); 7,30 (1H, d); 7,17-7,26 (6H, m); 7,05 (1H, s); 6,11 (2H, m); 3,67 (6H, d).

[Mpumep 222. Ionyyenue 2-((6-(AUMETUIIAMHHO)-5-METOKCUITUPUANH-3 -1IT)aMUHO)- 1 -(1 H-unomn-3-wum)-2-
(heHmIITaHOHA.

Cranus 1. K 2M pactBopy numerunamuna B THF (6,250 mu1, 12,50 MMoib) go0aBisui 2-XJ10p-3-METOKCH-
S-aurporupuanH (0,471 1, 2,500 MmMonb). Peakumonnyro cmeck nepemermuBanu npu 80°C B TedeHue 16 4 u
KOHIICHTPHPOBAJIX NIOJ] CHHKCHHBIM JaBiicHHEeM. HeounIeHHBIN SPKO-)KENThI OCTATOK PAaCTBOPSIIN B METaHOJIE
(20 mu). Hob6asmsum nammaanid Ha yriae (0,030 T, 0,282 MMOJb) U pEaKIMOHHYIO CMECh MEePEMEIINBAIN TIPH
KOMHATHOU TeMIepaType B TeueHrne 16 1 B atmocdepe Bogopoaa. Peaknnonnyro cMech QIIBTPOBAIN HaJl JHa-
TOMHUTOBOH 3eMileld 1 (QUIBTPAITMOHHBIN OCAIOK TPOMBIBAIIN dTaHOJIOM. DHUIBTPAT KOHIICHTPUPOBAIH IO CHH-
JKCHHBIM JJABJICHUEM.

Ounctkoil Qurem-xpoMaTorpadueil Ha CHIMKaresie ¢ MpuMeHeHHeM rpaaneHTa meranona (0-10%) B mu-
xnopmerane momydamu 0,337 r (81%) 3-meroxcu-N> N*-numerwinupumun-2,5-muamuna. ESI/APCI(+): 168
(M+H).

Cragusa 2. Cmecp Oemzanmpaeruna (0,102 mm, 1,004 mmonbe) u 3-MeTOKCI/I—N2,NZ-L[I/IMGTI/IJ'IHI/IpI/I,HI/IH-Z,5-
muamuHa (0,167 1, 0,999 Mmons) B Metanoue (0,25 min) nepemernuBanu npu 45°C B reuenue 24 4. PactBopurens
BBINAPUBAIIN ¥ OCTATOK CYIIMIIHN MOJ CHIDKCHHBIM JaBICHHEM C ToJTydeHueM N -Gensuuien-3-MeTokeu-N7 N*-
JUMETHWITHPUINH-2,5-T1aMiHa B KOJMYECTBCHHOM OTHOIICHHWH, KOTOPBIH MCHOIB30BAIH 0€3 JONMOTHUTEIEHON
ounctku. ESI/APCI (+): 256 (M+H).

Cramus 3. 2-((6-(JIuMeTnIaMuHO)-5-MeTOKCHITHPUANH-3 -1 )aMuHO )- 1 -(1 H-uHmo-3-1n)-2-peHnm TanoH
TOJTy4Yajl coriacHo obmieit mporeaype K n3 cmecn 3-0eH3MI-5-(2-THAPOKCUITHI )-4-METHIATHA30I-3-Uii XJIOPH-
na (0,135 r, 0,500 mmoup) u TpraTHIamuHa (0,070 mut, 0,505 MMoip) B aTanone (1 M), TpeT-0yTHi-3-hopMui-
|H-unmon-1-kapGokcunara (0,245 1, 0,999 wMMons) u  pactBopa N -GeHsmmmmeH-3-MeTokch-N2,N°-
JUMeTHINUpuAnH-2,5-nuamuHa (0,999 mMons) B atanoine (1 mi), HarpeBaembIx npu 70°C B TeueHHE 2 CYTOK.
Ounctkoii ¢em-xpomarorpadueil Ha cumKarese ¢ IpuMeHeHneM rpaauenTa stmianeTara (0-100%) B renraHe
C mocyeayronel Kpuctaumzanuei n3 aneronntpuia noxydanmu 0,046 r (12%) xenaeMoro coelMHEHUS B BUIC
CBeTIIO-KopuuHeBoro TBepaoro Bemectsa. ESI/APCI(+): 401 (M+H). ESI/APCI(-): 399 (M+H).

Mpumep 223. Tlomyuenue 2-((6-3TOKCH-5-METOKCHNUPUANH-3-11)aMuHO)-1-(1H-unnon-3-mn)-2-denun-
9TaHOHA.

Cramgusa 1. K 21% pacTtBopy 3TOoKCHIa Hatpus B 3taHoiue (2,000 mi, 5,357 MMoins) mobasisiam 2-xyop-3-
MeTokcHu-S-autpormmpuana (0,500 r, 2,652 MMoie). PeaknimoHHyr0 cMech TIepeMeIMBIA TIPU KOMHATHON TEM-
mepaType BCIO HOYb M KOHIIEHTPHUPOBAIIM IOJI CHUKEHHBIM JaBieHneM. OCTaTOK pa3IessIn MeXIy dTHIaleTa-
ToM U Bojou. Dazml pa3zgemsum. OpraHudeckyro a3y IpOMBIBAIN COJIEBBIM PaCTBOPOM, CYIIMIIN HaJA Cyibda-
TOM HAaTpWsl, QUIBTPOBAIA M KOHIIEHTPHPOBAIH TIOJ] CHIYKEHHBIM JaBlieHHeM ¢ moimydeHrueM 0,476 T 2-3TOKCH-
3-METOKCH-5-HUTPOIMPHUINHA B BUJIE KOPHYHEBOW NEHBI, KOTOPYIO MCIIOJIb30BAIM Ha CIEAYIOLIEH cTagun 0e3
noronHUTeNbHOM ouncTku. ESI/APCI(+): 199 (M+H).

Cramus 2. K cycnensun 2-3TokcH-3-MeTokcu-5-autponmpununa (0,250 1, 1,261 mmons) B stanone (8,5
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M), oxJtaskaeHHo# 1o 0°C, mo0aBisum 2H. pacTBOp XJIOPBOJOPOAHON KHCIOTHI (6,600 M, 13,20 mmois). [Tocne
no6asnenus mmHKa (1,800 1, 27,53 MMOJIb) pEaKIMOHHYIO CMECh NepeMEIINBaIN P KOMHATHOW TeMIlepaTrype
B TeUeHHe 3 4.

PeaknmoHHyI0 cMeCh BEUIMBAJIH B CMECh JIb1a/ | H. pacTBOpa THAPOKCHIA HATPUS U (PHIBTPOBAIHN depes Iie-
nut. PUIbTpaT IKCTParupoBaiy dTHiaaneraToM. OpraHudecKkyio a3y IpOMBIBAIN COJIEBBIM PAaCTBOPOM, CYIITH-
7Y HaJ cysibdaroM HaTpusl, GUIBTPOBATH M KOHIIECHTPUPOBAIIM 10 CHHYKCHHBIM JaBieHueM. OuncTkoi Qurer-
xpomarorpadueii Ha cuIHKareie ¢ NpuMeHeHHmeM rpaaueHTta Meranona (0-10%) B auximopMmeTaHe MONydYaid
0,168 1 (72% 3a nBe cragnn) 6-3TOKCH-5-METOKCUITUPHUINH-3-aMIUHA B BHJE KOPUYHEBOTO TBEPJOTO BEIIECTBA.
ESI/APCI(+): 169 (M+H); 191 (M+Na). 'H SIMP (DMSO-d) & 7,02 (1H, s); 6,65 (1H, s); 4,68 (2H, br s); 4,15
(2H, q); 3,69 (3H, s); 1,25 (3H, t).

Cranus 3. PactBop N-OeH3MInaeH-6-3TOKCH-5-METOKCUITPUANH-3-aMIHa B 3TaHOJIC TTOJTy4allH ITyTeM Ha-
rpeBanus pactBopa Oenzanpaeruaa (0,100 mi, 0,942 MMoITb) U 6-3TOKCH-S5-MeTOKCUTHpUAnH-3-amuHa (0,164 T,
0,975 mmonb) B atanone (2 mi) npu 60°C B Teuenue 6 4. OOpazoBaHNEe UMHHA OBLIO KOJIMYECTBEHHBIM U pac-
TBOP UCIIONIB30BaNIM Oe3 gonoaHuTenbHoi ounctku. ESI/APCI(+): 257 (M+H).

Cranus 4. 2-((6-DTOKCH-5-METOKCHIMPUANH-3-11)aMUHO )- 1 -(1 H-uHmo-3 -11)-2-(heHUIIITAHOH TOITyYau
coriacHo obmieit nponenype K u3 cmecu 3-6eH3WI-5-(2-THAPOKCUITHN )-4-MeTUATHA30J1-3-uit xmopuaa (0,134 r,
0,497 mmomnp) u TpraTHiIamuHa (0,067 M, 0,483 mmois) B aTanose (0,7 mi), TpeT-0yTui-3-hpopmui- 1 H-urmosn-
1-kap6okcumara (0,287 1, 1,170 mMmomb) u pactBopa N-O€H3WITHACH-6-3TOKCH-5-METOKCUITUPUANH-3-aMUHA
(0,942 mmous) B aTaHoie (2 M), HarpeBaeMbIx Tipu 70°C B Tedenue 65 1. Ounctkoi duenr-xpomaTtorpadueii Ha
CUIIMKarejie ¢ mpuMeHeHueM rpaanenTta stminanerata (0-100%) B remraHe ¢ mociexyromeil mepexprucTamm3a-
e u3 stmianerara u rentana nomydamn 0,018 r (5%) xemaemoro mpoaykra B BHAE PO30BOIO IHOPOIIKA.
ESI/APCI(+): 402 (M+H); 424 (M+Na). ESI/APCI(-): 400 (M-H). 'H SIMP (DMSO-d¢) & 12,16 (1H, br s); 8,87
(1H, s); 8,15 (1H, d); 7,63 (2H, m); 7,46 (1H, d); 7,20-7,29 (6H, m); 7,04 (1H, s); 6,10 (2H, s); 4,09 (2H, q);
3,69 (3H, s); 1,22 (3H, t).

[Mpumep 224. Ilomyuenue 2-((5-MeTOKCHIMPHINH-3-1I)aMHiHO)-1-(1-meTun-1H-unnazon-3-wmn)-2-penun-
9TaHOHA.

2-((5-MerokcunupuanH-3-nin)amuHo)- 1 -(1-metni-1 H-ungazon-3-mi)-2-heHUIITaHOH 1OJTy9ald COTJIACHO
obmret npouenype L u3 cmecu 3-6eH3mi-5-(2-ruapokcudT)-4-Metraruason-3-uii xmopuna (0,135 r, 0,500
MMoutb) u TpudTHiIamuHa (0,070 mum, 0,505 mmons) B stanone (1 mur), 1-metmn-1H-nanazon-3-kapbanbaeruaa
(0,160 1, 0,999 mMmoib) 1 pacTBopa N-OeH3MINACH-5-MeTOKCHTUpUAUH-3-amuHa (0,999 MMonb) B aTanone (1
M), HarpeBaeMmbiX ipu 70°C B Tedenue 24 4. Ounctkoi Queni-xpomaTtorpadueid Ha CHIIMKaresie ¢ MIPUMEHESHH-
eM rpaguenTa stuianerara (0-100%) B rentane ¢ MOCIEAYIONIAM OCaXISHHUEM U3 dTaHOJIA U TUITHIIOBOTO d(hH-
pa momyganmu 0,092 r (24%) xemaemoro coequmHeHHUs B Buae Oenoro tBepmoro BemecTBa. ESI/APCI(+): 373
(M+H). ESI/APCI(-): 371 (M-H).

Mpumep 225. Ilomyuenme 4-(1-((3-meToxcudenmn)amuno)-2-(1-mermn-1H-nnnazomn-3-mn)-2-okcos-
THIT)OCH30HUTPHIIA.

4-(1-((3-Mertokcudenmn)amuHo)-2-(1-metnin-1 H-unaazon-3-mi1)-2-0KcoaTHIT) OCH30HUTPHII  TOJTYyYaJId CO-
riacHo obmied npouenype L w3 cmecn 3-0eH3mMI-5-(2-THIpOKCHITIN)-4-MeTrITHA30-3-uid xiopuna (0,135 T,
0,500 mmonp) u TpmwdTmiamuna (0,070 mun, 0,505 mmoms) B stanone (1 wmim), 1-mermn-1H-unpazon-3-
kapOanbaeruzna (0,160 r, 0,999 mmons) u pactBopa 4-(((3-meTokcudenmn)nmunao)MeTHn)0en3oHuTpria (0,999
MMoJTb) B dtaHoie (1 i), HarpeBaeMbix mpu 70°C B Tedenne 2 cytok. OuncTkoii daenr-xpomatorpadueii Ha
CHIIMKarejie ¢ mpuMeHeHHneM rpamuenta stwnanerara (0-100%) B renrtaHe ¢ IMOCIEAYIOMIMM OCaXICHHEM W3
stanona noiydanu 0,176 t (43%) xemaemoro coenuHeHus: B BuAe Oenoro TBepaoro BemectBa. ESI/APCI(+):
397 (M+H). ESI/APCI(-): 395 (M-H).

IMpumep 226. Ilomyuenne 1-(1H-urmon-3-mm)-2-((5-MeTOKCH-6-(METUIAMIHO )TUPUTUH-3-1IT)aMUHO)-2 -
(heHmIITaHOHA.

Cramus 1. K 2M pacrBopy metmiamuna B THF (6,250 mur, 12,500 MMoib) no6aBmsiimm 2-X10p-3-MeTOKCH-
S-aurporupuanH (0,471 1, 2,500 MMonb). Peakumonnyro cmech nepemermBanu npu 80°C B TedeHue 16 4 u
KOHIIEHTPUPOBAJIH MO CHIKECHHBIM JlaBlicHHeM. HeounIeHHbIN SIPKO-KENTHIH OCTaTOK PACTBOPSUIA B METAHOJIC
(20 M) m mobasmsum namtaguid Ha yrie (0,030 r, 0,282 MMonb). PeaknnoHHYIO cMech MepeMemBaIni MpH
KOMHAaTHOW TeMIiepaType B TedeHue 16 4 B arMocdepe Boaopona. PeakiMoHHy0 cMech (HILTPOBAIN Yepes
JUaTOMHUTOBYIO 3eMITI0 U (DMIBTPAIMOHHBIA OCAIOK MPOMBIBANH 3TaHOIOM. PUIBTPAT KOHIIEHTPUPOBAIH IO
CHIDKEHHBIM JaBieHneM. OuncTkoi (riemr-xpomarorpadueil Ha cHIMKareie ¢ MpUMEHCHHEM TpaJueHTa MeTa-
moma (1-10%) B muxmopmerane momydamn 0,172 © (45%) 3-MeTOKCH-N’-MeTHJIIHPHINH-2,5-IHAMHHA.
ESI/APCI(+): 154 (M+H).

Cramus 2. Cmech Oensanmpaeruna (0,114 mo, 1,123 MMoinb) u 3—MCTOKCI/I-Nz—MCTI/IHHI/IpI/IZ[I/IH-Z,5-,£[I/IaMI/IHa
(0,172 1, 1,123 mmoms) B Metanode (0,25 mi) nepememuBanu mpu 45°C B Teuenue 24 4. PeaknnoHHyI0 cMeCh
KOHIL[EHTPHPOBAJIH T10]T CHIDKCHHBIM JIaBJICHHEM C IOTyYEHHEM B KOIMUECTBEHHOM OTHOMIECHUH N’-GeH3HIN/IeH-
3—MeTOKCI/I-NZ—MeTI/IHHI/IpI/IHI/IH—z,5—,HI/IaMI/IHa, KOTOPBII UCIOJIb30BAIN Oe3 HonoaHuTeNbHOM ouncTku. ESI/APCI
(+): 242 (M+H).

Cramus 3. 1-(1H-Ungon-3-um)-2-((5-MeTOKCH-6-(METHIAMUHO ) TUPH ITH-3 -1JT)aMHHO)-2 - eHIII TaHOH
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MOJYYalid COrJIacHO oOmiei mpouenaype L u3 cmecu 3-0eH3UI-5-(2-THAPOKCHITHIN )-4-METHATHA30I-3-UH XJIOPH-
na (0,151 r, 0,562 mmonb) u TpuaTIiiamuHa (0,079 M, 0,562 Mmoss) B atanose (1 mir), TpeT-0yTHi-3-hopmui-
1H-nnpon-1-kap6okemmara (0,275 r, 1,121 Mmois) 1 pactBopa N -GeH3HITHICH-3-METOKCH-N -MeTHIITHPHINH-
2,5-muamuna (1,123 mmons) B atanose (1 mi), HarpeBaeMbix nipu 70°C B Tedenue 3 cyTok. OumcTkon (ierr-
xpomarorpadueii Ha cuHKarene ¢ mpuMeHeHneM TrpanuenTa stmianerata (0-100%) B renrane ¢ MOCIEAyIOMIEH
Kpuctamm3anueid u3 anetonutpmia norydarn 0,008 r (2%) jxexaeMoro coeMHEHHS B BUAE OEIOr0 TBEPAOTO
BerectBa. ESI/APCI(+): 387 (M+H). ESI/APCI(-): 385 (M-H).

Ipumep 227. Tlonmydenme 2-((3-(rumpokcumerni)-S-mMeTokcupenn)aMuno)-1-(1 H-uagon-3-mm)-2-
(heHmIITaHOHA

Cranus 1. K pactBopy 3-aMmuHO-5-MeTokcuOeH301HON KUCIOTHI (2,500 1, 14,96 MMoits) B sTanone (30 mi),
oxuaxaeHHoMy 110 0°C, mo karwisiM nobasisimn TuoHmwxiopua (1,500 v, 20,68 mmons) B Teuenue 15 mun. [1o-
JYYCHHYI0 CYCIICH3HIO MEPEMEIINBAIN MPU KOMHATHOW TEMIIepaType B TeueHHE | U W KUISATHIN ¢ 00OpaTHBIM
XOJIONWIBHAKOM B TeueHHe 2 4. PeakimoHHyI0 cMech KOHIICHTPUPOBAJIH I10]] CHH)KEHHBIM JaBiieHneM. OctaTox
Pa3IeNsUI MEXAY TUXJIOPMETAaHOM M HACHIIICHHBIM pacTBOpoM OumkapOoHaTta HaTpus. ®a3wl pazgensum. Opra-
HUYECKyI0 (pa3y cymmim Haja cyab(paToM Maraus, GHITPOBATN W KOHIEHTPUPOBAIX O] CHH)KEHHBIM JIaBJe-
HHEM C MOTyYeHHEM HEOUHIIEHHOTO 3THII-5-aMHHO-2-XJI0pOeH30aTa B BUE KOpHUHeBoro Macia. K cycneHsun
ruapuaa mutus amomuaus (2,200 T, 57,99 mmoins) B THF (15 i), oxnaxknerHow g0 0°C, MenjIeHHO N00aBIIsUTH
pacTBop 3THI-5-aMHHO-2-Xnopben3oara (14,50 mmons) B THF (30 mi). PeakimmoHHyI0 cMech NepeMenTuBaIN
mpu 0°C B Teuenue 30 MUH U TP KOMHATHOH TeMriepaType B TeueHue 2 4. [Tocie oxnaxaenus no 0°C peakiuio
TacHIM MEIJICHHBIM 100aBIeHHEM 1H. pacTBOpa CETHETOBOM coMi. PeakmoHHYI0 CMECh IIepEMEIINBAIN B T€UE-
HHUE 2 4 M DKCTPATUPOBAIH AUXJIIOpMeTaHOM. OpraHuYecKyIo a3y KOHIICHTPUPOBAIU IO CHIKCHHBIM JIaBJIC-
HreM. O4dncTkoil ¢urem-xpomarorpadueil Ha cuiIMKaresie ¢ NpUMEHEHNneM TpaauenTa stmnanerata (15-70%) B
JquxyopMerane noiydann 1,670 r (75%) (3-amuHO-5-MeTOKCH(EHNIT)METaHoIa B BHE OEIOro TBEPIOTO Belle-
crBa. ESI/APCI(+): 154 (M+H).

Cranus 2. PactBop 3-(0CH3WIMICHAMUHO )-5-METOKCU(ECHIIT)METAHOIIA B ATAHOJIC TOTYJali IIyTeM Harpe-
BaHUs pactBopa Oemzampreruna (0,102 mm, 1,004 mmons) u (3-amuHO-5-MeTokcudeHmn)meTanona (0,153 r,
0,999 mmoup) B atanosie (1 M) mpu 60°C Bcto HOUb. OOpa3oBaHWe UMHUHA OBUTIO KOJWYECTBEHHBIM M PaCTBOP
MCTIONB30Bau 0e3 nomoauTeabHON ounucTku. ESI/APCI(+): 342 (M+H).

Cramus 3. 2-((3-(T'mmpoxcumeTwn)-5-metokcudernn)amuHo )- 1 -(1 H-urmon-3-nn)-2-GeHrmmITaHoH  Toy-
gaim coriacHo obmieit mponenype K u3 cmecu 3-6eH3MIT-5-(2-ruipoKcudTIN )-4-MeTraTHAa30smi xmopuaa (0,135
r, 0,500 MmMonp) u TpudTHIamuHa (0,070 M, 0,505 mmoins) B atanone (1,5 mi), Tper-OyTni-3-popmui-1H-
nH0-1-kap6okcunara (0,245 r, 0,999 MMoins) u pacTBopa (3-(0eH3MIHIEHAMUHO)-5-MeTOKCH(EHIT)METaHOIa
(0,999 mmons) B aTanoine (1 mi), HarpeBaeMbix pu 70°C Bcro Houb. OuncTkol (hienr-xpomarorpadueii Ha cu-
JMKaresie ¢ IpUMEHEHNEM TpajJueHTa dTmianeTara (5-50%) B muxiopMeraHe ¢ IMOCIEIYIONINM OCaXICHUEM U3
muxyopmerana noxydanmu 0,060 r (15%) sxemaemMoro coenuHeHHsT B BHAE OEJOr0 TBEPIOTO BEIIECTBA.
ESI/APCI(+): 387 (M+H). ESI/APCI(-): 385 (M-H). 'H SIMP (DMSO-d¢) & 12,10 (1H, br s); 8,87 (1H, s); 8,17
(1H, d); 7,64 (2H, d); 7,47 (1H, d); 7,29 (2H, t); 7,12-7,25 (3H, m); 6,41 (1H, s); 6,22-6,32 (2H, m); 6,12 (1H,
s); 6,09 (1H, d); 4,97 (1H, br s); 4,30 (2H, d); 3,63 (3H, s).

IIpumep 228. IMomygenne 2-((3-((mumeTHIAMAHO )METHIT)-5-MeTOKCHUpeHmT)aMuHo)- 1 -(1 H-uanomn-3-mm)-2-
(heHnmITaHOHA.

Cramus 1. K pactBopy (3-ammuHO-5-MeTokcudenmn)meranona (0,500 r, 3,264 mMoinb) B nuxmopmerane (30
M) mob6aBisiau TpudTHiIaMuH (0,635 M, 4,581 mmodn), a 3atem mesmnxiopu (0,278 mi, 3,592 mmois). Cmech
TIepeMEIMBaJIN PH KOMHATHOW TeMmriepatype B TedeHue 2 4. JloGasmsmu 2M pactBop aumerunamuHa B THF
(2,000 mm, 4,000 MMOJIB) U CMECh TEpPEeMEIMBaIN MPH KOMHATHOH TeMmIepaType BCIO HOYb. PeakImoHHYIO
CMecCh pa30aBIsUIN TUXJIOPMETAHOM M IIPOMBIBAIM BOJOH. OpraHudeckyro a3y KOHICHTPUPOBAIH IO/ CHHU-
JKCHHBIM JaBlicHHeM. OYHCTKOH (ueni-xpoMaTorpadueii Ha CHIMKareje ¢ MPUMCHCHHUEM TpaJHeHTa MCETAaHO-
na/25% rugpokcupma  ammonus  (9/1)  (2-15%) B pmmxnopmerane mnomywsanmun 0,192 v (32%) 3-
((nmmeTnTaMuHO )METHIN)-5-MeToKcHaHuinHa B Bue Macia. ESI/APCI(+): 180 (M+H).

Cragus 2. Cwmecwp 2-xnop-1-(1H-unpon-3-un)-2-penmmstanona (0,170 r, 0,630 mmomp) u  3-
((mametmnamuHo )MeTm)-5-metokcuanmwmmHa (0,102 1, 0,567 MMone) B aneTonuTpriie (1 M) oOiaydanu B MUK-
poBosHOBOH meun nipu 150°C B Teuenue 15 MuH. PeaknmoHHYIO CMeCh KOHIICHTPHUPOBAIH IO CHIKEHHBIM
nmasiieHueM. O4rCTKO# (uren-xpoMartorpadueil Ha CHINKaresie ¢ MIpUMEHeHHEM I'paJreHTa MeTaHoa/25% rua-
poxcuma ammonus (9/1) (2-20%) B muxmopmerane morydann 0,032 1 (13%) 2-((3-((aumeTHIaMuHO )METHIT)-5-
MeTokcudeHmt)amMmuHo)- 1 -(1 H-unnon-3-wmn)-2-dermmTanona B Bue 6eoro tBepaoro Bemectsa. ESI/APCI(+):
414 (M+H). ESI/APCI(-): 412 (M-H). 'H SIMP (DMSO-d) & 12,14 (1H, br s); 8,89 (1H, d); 8,16 (1H, d); 7,64
(2H, d); 7,46 (1H, d); 7,24-7,24 (5H, m); 6,39 (1H, s); 6,24-6,34 (2H, m); 6,03-6,13 (2H, m); 3,61 (3H, s); 3,21
(2H, s); 2,09 (6H, s).

[pumep 229. Ilomywyenue 2-((3-MeTokcudpeHMIT)aMUHO)-2-(6-MeTOKCUTTUpUANH-3-1i)-1-(1-MmeTnn-1H-
WH/a30J1-3-1J1)9TaHOHA.

2-((3-Metokcuenun)amMuHo)-2-(6-Me TOKCUTUPUINH-3 -1)- 1 -( 1 -MeTrin- 1 H-uHAa3071-3-11)3TaHOH ~ TTOJTy-
Yajnu coryacHo obuied mpouexype L m3 cmecn 3-0eH3mi-5-(2-TUAPOKCHITHI)-4-METHIATHA30I-3-1il XJI0pHIa
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(0,135 1, 0,500 mmomb) u TpudTIamuHa (0,070 M1, 0,505 MMmons) B sTanone (1 mi), 1-metmi-1H-unnazon-3-
kapOanbaeruza (0,160 r, 0,999 mmoins) 1 pactBopa 3-MeTokcH-N-((6-METOKCUITMPUANH-3-NIT)METHIICH ) aHUJINHA
(0,999 mmonn) B aTanone (1 mi), HarpeBaeMbix nipu 70°C B Teuenune 24 4. Ocanok GUIBTPOBAIN, TIPOMBIBAIN
STAHOJIOM M CYLIWIN 07 CHIKCHHBIM JaBiieHHeM ¢ nonysenueM 0,249 r (61%) jxemaeMoro coeTuHEHUS B BUC
6enoro TBepaoro Bemectsa. ESI/APCI(+): 403 (M+H). ESI/APCI(-): 401 (M-H).

Ipumep 230. TIlomyuenue 2-((3,5-mumeroxcudenni)amMuHo)-1-(1-metnin-1H-unnazon-3-wmn)-2-heHun-
STaHOHA.

2-((3,5-IumeTtoxcudenmn)amuHo)- 1 -(1-metun- 1 H-ungazon-3-mn)-2-GeHUI3TaHOH  TMOTydalid  COTJIACHO
obmret npouenype L u3 cmecu 3-6eH3mn-5-(2-ruppokcudTn)-4-Metuaruaszon-3-uii xmopuna (0,135 r, 0,500
mMMonb) u TpudTHinamuHa (0,070 mi, 0,505 mmons) B atanone (1 mi), 1-merwin-1H-unnazon-3-kapbansaernaa
(0,160 r, 0,999 mmons) u pactBopa N-OeH3mmuIeH-3,5-mumeTokcuanminaa (0,999 mmons) B sTanone (1 i),
HarpeBaeMbIX Iipu 70°C B Teuenue 2 cyTok. OcraTok ouninany ien-xpomarorpadueil Ha CHIIMKareie ¢ npu-
MeHeHHeM rpanueHTa stmnanerara (0-80%) B rentaHe ¢ mocieaAyromeld 09MCTKOM TBepIo]a3HBIM SKCTParupo-
BanueM Ha C18-komoHke it oOpamnieHHo-(a3oBoii xpomarorpadun ¢ IPUMEHEHHEM T'PaJueHTa alleTOHUTPHIIa
(30-100%) B Bome. [lOMOTHHUTENBHON OYMCTKOIM KpHCTayTM3anuend u3 aneroHutpmia momydanu 0,008 r (2%)
JKETaeMOT0 COeTMHEHUS B BUJIE TTPo3padHbIX kpuctauioB. ESI/APCI(+): 402 (M+H).

IMpumep 231. Tlomyuenue 1-(6-meToxcu-1-meTmi-1H-uana30:-3-m)-2-((3-MeTOKCHUBEHIIT)aMUHO)-2-
(heHnIITAaHOHA.

Cramus 1. K pactBopy 6-MeTokcu-1H-unnazon-3-kapbansaeruaa (0,088 r, 0,500 Mmo:p) u kapOoHaTa 11e-
3us (0,652 1, 2,000 mmons) B DMSO (2,5 mu) no6asmsum iogmetan (0,062 mi, 1,000 MMOTIB) U peakIinOHHYIO
CMeCh TIepEeMEIIMBAIN IIPU KOMHATHOH TeMIeparype B TeueHne 3 4. PeakunoHHyI0 cMech pa30aBIisiiiv BOJIOH 10
o0pazoBaHus ocajka. TBepaoe BemecTBO (GUIIBTPOBAJIN, IPOMBIBAIN BOJOW U CYIIWIIN I0J] CHHKEHHBIM JIaBJIe-
HHUeM Hax okcuioM ¢ocdopa (V) ¢ momydenumem 0,063 1 (66%) 6-merokcu-1-merun-1H-unnazon-3-
KapOaiberuia B Buse ceporo tepaoro Bemectsa. ESI/APCI(+): 191 (M+H).

'H SIMP (DMSO-de) & 10,07 (1H, s); 7,97 (1H, d); 7,29 (1H, s); 7,01 (1H, d); 4,17 (3H, s); 3,89 (3H, s).

Cramus 2. 1-(6-Metokcu-1-merun-1H-unnazon-3-wm)-2-((3-MeTokcUdEHMT)aMIHO)-2-QEeHIIITAaHOH TI0-
JTydanu coriacHo obmiel npouenype L n3 cmecn 3-0eH3mn-5-(2-rugpoKcuaThII)-4-MEeTHIITHA30II-3-Ui XJIOpHUIa
(0,042 1, 0,158 mmous) u TpudTHIamuHa (0,022 M, 0,158 Mmons) B atanosne (0,35 mir), 6-meTokcu-1-metun-1H-
nHaazon-3-kapoamsaeruga (0,060 r, 0,315 mmons) m pactBopa N-OeHzmnupen-3-merokcuanwmmHa (0,315
MMoutb) B atanoie (0,35 mu), HarpeBaembix npu 70°C B Tedenue 24 4. Oumctkoit (ienr-xpomaTtorpadueii Ha
CUJIMKarejie ¢ MpUMEHeHneM TpanuenTa stunarerara (0-80%) B renrtane ¢ MOCIeIyOMNM OCAKACHUEM U3 JH-
stmioBoro 3¢upa momydanu 0,042 T (32%) xemaemMoro coeAWHEHHS B BHAEC OEIOTO TBEPAOTO BEIIECTBA.
ESI/APCI(+): 402 (M+H).

Mpumep 232. TIlomyuenme 2-(1,5-mumermin-1H-nupazon-3-umn)-1-(1H-unnon-3-mn)-2-((3-metoxcude-
HUJI)aMHHO)3TaHOHA.

Cramus 1. PactBop N-((1,5-mumerwn-1H-nimpa3omn-3-min)MeTHIIeH)-3-METOKCHAHUIIMHA B 3TAHOJIC ITOJTyYa-
JM TyTeM HarpeBaHusi pactsBopa 1,5-mumerni-1H-mmpazon-3-kapbansaernma (0,127 r, 1,023 mmons) u 3-
merokcranminHa (0,119 M, 1,056 mmois) B atanose (0,5 mit) npu 60°C B Teuenue 18 u. O6pa3oBaHne UMHUHA
OBIJIO KOJMYECTBEHHBIM W PACTBOP UCHONB30BaIH 0e3 momosHuTenbHOi ounctku. ESI/APCI (+): 230 (M+H);
252 (M+Na);481 (2M+Na).

Cramus 2. 2-(1,5-Iumernn-1H-mmpazon-3-un)-1-(1H-uanon-3-mm)-2-((3-MeToKCH(ESHIIT)aMIHO )3TAHOH
TOJTy4Jajl coriacHo obmieit mporeaype K n3 cmecn 3-6eH3MI-5-(2-THAPOKCUITHIN )-4-METHIATHA30II-3-Ui XJIOPH-
ma (0,141 r, 0,523 mmons) u TpwdTmiamuHaa (0,100 mut, 0,717 mmons) B atanone (0,5 mu), Tper-OyTwim-3-
dhopmmn-1H-unmon-1-kapobokcmnara (0,263 r, 1,072 mmons) u pactBopa N-((1,5-mumetwi-1H-mupaszon-3-
w)MeTHiIeH)-3-MeTokcnanmwinHa (1,023 mMonb) B atanone (1,5 mu), HarpeBaembix nipu 60°C B Teuenue 24 u.
OcraTok ounmanu Qiuem-xpoMaTorpaduell Ha CHIIMKareie ¢ IpMMeHeHHeM rpajauenTa stuianerara (50-100%)
B renTtaHe. J[OMOTHUTENHHON OYMCTKON OCaKACHHEM M3 ATHIIALETaTa C MOCIEAYIOINM OCAXICHUEM U3 CMECH
aneroruTpmia, Bogael 1 DMF momywanmu 0,085 T (22%) skenaeMoro coeMHEHHs B BUIE 0EI0ro TBEpIOro Belle-
ctBa. ESI/APCI(+): 375 (M+H). ESI/APCI(-): 373 (M-H).

Mpumep 233. Ilomywenne  1-(1H-unpmon-3-nm)-2-(6-u30nponokcunupuanH-3-mn)-2-((3-meTokcudge-
HUWJT)aMHHO )9TaHOHA.

Cramus 1. PactBop N-((6-H30MpOTIOKCHITPUINH-3 -1 )METHIICH )-3-METOKCHAHWINHA B dTAHOJIE MOTyJIaln
MMyTeM HarpeBaHHs pacTBopa 6-m3ornpornokcuHukoTuHambaerHaa (0,156 1, 0,944 MMob) M 3-METOKCHAHWIINHA
(0,109 mi, 0,966 mmoup) B atanone (0,5 mur) mpu 60°C B Teuenne 18 4. O6pa3oBaHre UMHUHA OBUIO KOJUIECT-
BEHHBIM H PACTBOP HCIIOIB30BANN 0€3 JOTIOTHATEIFHOW OYNCTKH.

Cramus 2. 1-(1H-Unnon-3-nm)-2-(6-u30nponokcunupuant-3-mi)-2-((3-meTokcuh)eH1IT)aMHHO )3 TaHOH
HOJIy4JaJli coryiacHo obmemy nporokony K u3 cmecn 3-0eH3ui-5-(2-TUIpOKCHITHI)-4-METHIATHA30-3-Ui XJI0-
puna (0,136 r, 0,504 mmonb) u TpudTmwiamuHa (0,100 mur, 0,717 mMons) B 3taHone (0,5 mi), TpeT-OyTHi-3-
¢opmmi-1H-nnnon-1-kapbokemnara (0,267 1, 1,089 mmons) u pactBopa N-((6-M30NpONOKCHIMPHINH-3-
w)MeTHiIeH)-3-MeTokcnanmwinHa (0,944 mMons) B atanose (1,5 min), HarpeBaembix nipu 60°C B Teuenne 120 4.
Ounctkoii ¢em-xpomarorpadueil Ha cumKarese ¢ IpUMEHEHHEM rpaauenTa stmianeTara (10-60%) B renraHe
¢ mocrienyronei ounctkoi npenapatueaoit BOXX (koionka XBridge; cmoco6 2) momywanu 0,084 r (21%) xe-
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JIAeMOT0 COCJIMHEHMS B BUJIE JkenToro TBepaoro coeaunenus. ESI/APCI(+): 416 (M+H). ESI/APCI(-): 414 (M-H).

Mpumep 234. Ilomywyenme 2-((5-(mudropmeroxcn)nmupuanH-3-min)aMuto)-1-(1H-unnon-3-wmn)-2-penun-
STaHOHA.

Cramus 1. Cmech 6-6pommpuanaoina (2,000 r, 11,49 mmons), xmopaudTopanerara Hatpus (2,630 T, 17,24
MMOJIb) 1 KapOonara kanus (3,180 r, 22,99 mmons) B anieroruTpuiie (50 M) TOMenaid B TePMETH3UPOBAHHYIO
npobupky u HarpeBanu npu 110°C Bcro Houb. [loce oxmakaeHus1 10 KOMHATHOM TeMIIepaTyphbl PEaKIMOHHYIO
CMeCh pa30aBIsIIM JUATHIOBBIM 3(HUPOM U MPOMBIBATIM HACKHIIIEHHBIM pacTBOpoM OmkapOoHata HaTpus. Opra-
HUYECKYI0 a3y KOHIICHTPUPOBAIH IO/ CHIKEHHBIM HaBieHHeM. O4ucTKol (ienr-xpomaTtorpadueid Ha CHIH-
Kareie ¢ MPUMCHCHHEM JUXJIOpMETaHa B KadecTBe omoeHTa mnomydamu 0,393 r (15%) 3-6pom-5-
(mudropmerokcn)mupuanHa B Buae xearoro Macia. ESI/APCI(+): 224,226 (M+H).

Cranus 2. Cmecs 3-0pom-5-(mudropmeroken)mupununa (0,500 1, 2,232 MMoub), NeHTaruapuaa cyibdara
meau (I1) (0,107 1, 0,446 mmonb) u 25% pactBopa ruapokcuga ammonus (3,440 mi, 22,32 MMOJIb) TOMEIIATHN B
TepMETH3HPOBaHHYI0 poOUpKy U HarpeBanu mpu 150°C Bcro HOUb. [locne oxitaxaeHus 10 KOMHATHOW TeMIIe-
parypsl J00aBsUTH 1H. pacTBOp THAPOKCHAA HATPUSl M PEAKIHMOHHYIO CMECh 3KCTParnpoBalM THJIALIETATOM.
Opranndeckyro a3y KOHIEHTPUPOBAIM TMOJ CHW)KCHHBIM naBieHueM. OuucTtkoi (uemnr-xpomarorpaduein Ha
CHJIMKarejie ¢ MpUMEHEeHHneM TpaaneHTa stunanerara (15-70%) B auxmopmerane nomydanu 0,291 T (81%) 5-
(mudropmeTokcH)MUpUINH-3-aMUHA B BUAEC KOpWYHEBOTO TBeproro BemiectBa. ESI/APCI(+): 161 (M+H).
ESI/APCI(-): 159 (M-H).

Cramus 3. PactBop N-OeH3unmuaeH-5-(IupTOPMETOKCH ) TMPUINH-3-aMHA B ATAHOJIE TIOTydJaid TyTeM Ha-
rpeBanus pactBopa oerzanpaeruna (0,102 mm, 1,004 mmois) u S-(mudropmeroken)nupuanH-3-amuaa (0,160 T,
0,999 mmonb) B aTanone (1 mi) npu 60°C B Teuenue 6 4. OOpa3oBaHNEe UMHHA OBLIO KOJIMYECTBEHHBIM U pac-
TBOP HCIIOJIL30BAJIN 0€3 TOTIOJHUTEILHON OUMCTKH.

Cramus 4. 2-((5-(Andropmerokcn)nupuanH-3-mi)aMuHo)- 1 -(1 H-uanomn-3-mn)-2-peHmnTaHoH moyvaiy
cornacHo obmei npouenaype K u3 cmecu 3-0eH3min-5-(2-runpokcudtin)-4-metmwiruasonuii ximopumga (0,135 T,
0,500 mmounp) u TpudTIIiamuHa (0,070 mi, 0,505 mmons) B aTanone (1,5 mi), TpeT-0yTii-3-hopmiut-1 H-unmon-
1-kap6okcumara (0,245 1, 0,999 MMonb) u pactBopa N-OeH3WIHACH-S5-(TUDTOPMETOKCH )TUPUANH-3-aMIHA
(0,999 mmoms) B aTanoste (1 mi), HarpeBaeMbix mpu 70°C Bcto HOub. OcTaTok ounmany (ienr-xpomMarorpadueit
Ha CHJIMKAareyie ¢ MpUMEHEHHEM rpafuenTa stunarnerara (15-70%) B muxiopmerane. J[OMOTHUTEIEHOW OYUCT-
Kol ¢urem-xpoMaTorpadueil Ha CHIMKarelie ¢ MpUMEHEHHeM rpagueHTa MetaHona (1-7%) B aumxiiopMeTaHe ¢
MOCTIEIYIONTNM OCaXIeHHEM u3 auxiiopMmerana nmomydanu 0,018 1 (6%) sxemaemoro coennHeHHs B BUze Oerxoro
TBepaOro Bemectsa. ESI/APCI(+): 394 (M+H). ES/APCI(-): 392 (M-H). 'H SIMP (DMSO-dg) & 12,20 (1H, br
s); 8,89 (1H, s); 8,17 (1H, d); 8,11 (1H, d); 7,65 (3H, d); 7,48 (1H, d); 7,41 (1H, t); 7,26-7,37 (2H, m); 7,17-7,26
(3H, m); 7,08 (1H, d); 7,02 (1H, s); 6,21 (1H, d).

[Mpumep 235. Momyuenue 1-(5-¢prop-1-mermn-1H-unnazon-3-un)-2-((3-meTokcudenm)aMuto)-2 -peHu-
JTaHOHA.

Cranmus 1. Cmechb 5-¢prop-1H-unnazon-3-kapbansaernaa (0,050 r, 0,305 mmoib), kapbonara uesus (0,397
r, 1,218 mmounp) u metwnitoauaa (0,038 mi, 0,609 mmons) B DMSO (2,5 M) epeMeniBaiy npu KOMHATHOM
Temriepatype B Teuenue 2 4. Jlo6asisiu Boxy. [lomyueHHsIH ocanok GpUIbTpOBa I, IPOMBIBAIN BOAOM M CYIIN-
mu ¢ nmomyderneM 0,027 r (50%) 5-¢Top-1-mermn-1H-urna3on-3-kapbansaernga B Buae 0eXeBOTO TBEPIAOTO
BemiectBa. ESI/APCI(+): 179 (M+H).

Cramus 2. 1-(5-®rop-1-metun-1H-unmgazon-3-wmn)-2-((3-meTokcudeHUT)aMHHO )-2-QEeHMIITAaHOH TTOJTyda-
M cortacHo obmiei nmponenype L u3 cMecn 3-0eH3mi-5-(2-ruapokcudTiin)-4-metumntrazonui xiaopuaa (0,020 r,
0,076 mmoup) u TpudTHAamuHa (0,011 M, 0,076 Mmmois) B atanose (0,5 mur), 5-¢pTop-1-metmn-1H-unmgazon-3-
kapoamsaeruna (0,027 r, 0,152 MmMoinb) u pactBopa N-OeH3muaeH-3-MeTokcuanminaa (0,152 MMoITs) B 3TaHOIIe
(0,5 M), HarpeBaemsix npu 70°C B Teyenue 60 4. Ounctkoi duenr-xpomarorpadueil Ha CHIMKAresie ¢ IpuMe-
HEHUeM rpaauenTa stunanerara (5-50%) B renTaHe ¢ MOCIETYIOMNAM OCRKACHUEM N3 alleTOHUTPHIIA TTOTyYalIn
0,010 r (17%) ’eaeMOro COeMHEH s B BHJE JKEJITOro TBepaoro coemuuenus. ESI/APCI(+): 390 (M+H). 'H
AMP (DMSO-de) 6 7,92 (1H, dd); 7,80 (1H, d); 7,61 (2H, d); 7,42-7,52 (1H, m); 7,29-7,39 (2H, m); 7,18-7,29
(1H, m); 6,95 (1H, t); 6,52-6,60 (1H, m); 6,39-6,48 (1H, m); 6,34 (2H, br s); 6,15 (1H, d); 4,29 (3H, s); 3,56
(3H, s).

[Mpumep 236. Ilomyuenne 1-(1H-nnmon-3-mm)-2-((3-meTokcnpeHnn)aMuHo)-2-(6-(MeTHIIAMUHO ) TUPHIHH-
3-un)3TaHoHA.

Cramus 1. 5-(((3-MeTokcu(peHIT)UMUHO )METHIT )-N-METHITTUPUIUH-2-aMUH TIOTYJaId KOJIUIECTBEHHO CO-
rmacHo obOmel mnpomneaype 1 w3  6-(mMetmnmamuHo)HMKoTHHAMbAeruga (0,136 1, 0,999 wmmoms) um  3-
metokcuarmimHa (0,112 mi, 1,001 Mmob).

Cramus 2. 1-(1H-Uanon-3-mm)-2-((3-meTokcudenmn)aMuHo )-2-(6-(METHIaMIHO )TUPUTAH-3 -HIT)3TAHOH
TOJTy4Yajl CoriacHO obOmeit mporenype L 3 cMecn 3-0eH3MI-5-(2-THAPOKCUITHN )-4-METHIATHA30II-3-UH XJIOpH-
na (0,135 r, 0,500 mmounb) u TpuaTIiiamuHa (0,070 M, 0,505 Mmois) B atanose (1 mi), TpeT-0yTHi-3-hopmui-
1H-unpnon-1-kapbokcnmnara (0,245 1, 0,999 mmons) u pactBopa 5-(((3-meTokcudeHwT)MMIHO)METHIT)-N-
MeTmnupuIuH-2-amMuHa (0,999 mmons) B aTanone (1 mi), HarpeBaemsix pu 70°C B Teuenue 4 cyrok. OcTaTok
ounmiany ¢uem-xpomMarorpadueil Ha CHIIMKarene ¢ IpUMeHeHHeM TpaaueHTa meranona (0-12%) B quxmopme-
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TaHe. JlononMHUTENEHON 04YNCTKOI (hter-xpomarorpadueii Ha cuiInKarelie ¢ IpUMEHEHHEM TpalieHTa METaHoJIa
(0-12%) B muxyMopMeTaHe C IMOCIEYIOMNM OcCaXIeHHeM 13 dTanoia noiaydaitn 0,006 r (2%) sxemaemoro coenu-
nenus. ESI/APCI(+): 387 (M+H). ESI/APCI(-): 385 (M-H).

IMpumep 237. Iomydenne 2-((3-meTokcudenun)amuno)-2-(5-meTokcunupasui-2-mn)-1-(1-metmn-1H-un-
JTa30J1-3-1iT)3TaHOHA.

2-((3-MeTokcudenun)aMmuHo )-2-(5-MeTokcumupasut-2-ui)- 1 -(1-metun-1 H-uanazom-3-uin)3TaHoOH 10Ty~
gaimu coryiacHo oOmieit mporeaype L w3 cmecu 3-0eH3MIT-5-(2-TUAPOKCHUAITII)-4-METHITHA30JI-3-0I XJIOpHIa
(0,135 1, 0,500 mmoms) u TpudTHAamMuHa (0,070 M, 0,505 mMMoinb) B sTanone (1 mi), 1-metun-1H-unmgazon-3-
kap6anbaeruza (0,160 r, 0,999 mmons) u pactBopa 3-mMeTokcH-N-((5-MEeTOKCHIIMPAa3HH-2-WIT)METHIICH )aHIIINHA
(0,999 mmone) B atanone (1 mi), HarpeBaembix npu 70°C B Tedenue 24 4. Ocanok QUIbTPOBAIM, TPOMBIBAIH
9TaHOJIOM ¥ cymmim ¢ morydeHreM 0,312 1 (76%) xemaeMoro CoeMHEHUsS B BUIE OCIIOTO TBEPAOTO BEIECTBA.
ESI/APCI(+): 404 (M+H). 'H SIMP (DMSO-dg) & 8,55 (1H, s); 8,21 (1H, s); 8,15 (1H, d); 7,81 (1H, d); 7,53
(1H, t); 7,33-7,43 (1H, m); 6,96 (1H, t); 6,62 (1H, d); 6,46 (1H, d); 6,33-6,42 (2H, m); 6,14-6,22 (1H, m); 4,22
(3H, s); 3,87 (3H, 5); 3,63 (3 H, ).

Ipumep 238. Iomyuyenue 2-((3-meroxcudennn)amMuno)-1-(1-mermi-1H-unnazon-3-wmn)-2-(mupasomno[ 1,5-
a|nupuINH-2-11)3TaHOHA.

2-((3-Metokcudenmn)amuHo)- 1 -(1-meTwn- 1 H-uagazon-3-mi)-2-(mupazono[ 1,5-aJmupuanH-2-ni)3TaHOH
TOJTy4YajIl CoriacHo obmieii mporemype L 3 cMecn 3-0eH3MI-5-(2-THAPOKCUITHN )-4-METHIATHA30I-3-UH XJIOpH-
na (0,118 r, 0,438 mmons) u TpuaTHIamuHa (0,062 M, 0,438 MMoib) B ataHone (1 mi), 1-metwn-1H-nagazon-3-
kapoampaeruga (0,140 1, 0,874 mmonb) u pactBopa 3-MeTokcH-N-(Tipasono[l,5-a]mupuanH-2-uiMeTn-
neH)aannuHa (0,876 MMounb) B 3tanone (1 i), HarpeBaeMbix nipu 70°C B Teuenme 24 4. Ouuctrkout rernr-
xpomarorpadueil Ha cuIMKarelne ¢ MpuUMEHeHHeM rpajuenTa Tunanerara (0-80%) B renTane ¢ MOCICAYIONIHM
OCaXIEHUEM U3 AUATHIIOBOTO 3¢upa nosydanu 0,209 r (56%) xexaeMoro coeTMHEHHS B BUIEe OEIOT0 TBEPAOTO
BeriectBa. ESI/APCI(+): 412 (M+H).

[pumep 239. [Monyuenue 1-(1H-unmon-3-mn)-2-((3-merokcudeHmn)aMuHo)-2 -(IUpa3uH-2-1I)ITaHOHA.

Cramust 1. 3-Metokcu-N-(IMpa3uH-2-NIMETUIICH )aHWIMH TOJTYyYaJId KOJMYECTBEHHO COTIJIACHO OOIIeH
nporenype 1 w3 mupasun-2-kapoanpneruga (0,108 r, 0,999 mmone) u 3-merokcuanmnunaa (0,112 v, 1,001
mMmoutb). ESI/APCI(+): 214 (M+H).

Cramus 2. 1-(1H-Uumomn-3-wmn)-2-((3-MeTokcrheHnT)aMUHO )-2-(TTHpa3uH-2-MT)3TaHOH TIOTYYaJId COTJIac-
HO o0mieit mponeaype L n3 cmecu 3-6eH3un-5-(2-ruapokcudTiin)-4-Metrntraszon-3-ui xmopuaa (0,135 r, 0,500
MMoutb) B TpmdTHwiamuaa (0,070 M, 0,505 mmons) B atanone (1 wmur), Tper-OyTuia-3-popmui-1H-uamon-1-
kapOokcmimata (0,245 1, 0,999 Mmonp) m pactBopa 3-MeTokcu-N-(mupasuH-2-wiMetwieH)anmwmaa (0,999
MMoJIb) B Tanode (1 mi), HarpeBaeMbix rpu 70°C B Tedenune 24 4. OuncTkoi ¢em-xpomarorpadueii Ha CHUIH-
Kareyie ¢ NpuMeHeHneM rpaaueHTa stunanerata (0-80%) B renTane ¢ MOCIEIyIONINM OCAKICHUEM U3 THITHIIO-
Boro »dupa nomyyanu 0,046 r (13%) sxenaemoro coeanHenust B Buze oemnoro TBepaoro Bemectsa. ESI/APCI(+):
359 (M+H). ESI/APCI(-): 357 (M-H).

[pumep 240. Ilomyuenme 3-(2-((3-merokcudenun)amuno)-2-penmnanetnin)-1-metnn-1H-unnazon-5-
KapOOHHTpHUIIA.

Cramus 1. K pactBopy 3-hopmun-1H-umumazon-5-kapborutpuia (0,100 T, 0,584 mmomns) B DMSO (3 mur)
nobasnsmm kapoonat kamus (0,330 r, 2,388 mmons) u Metwmiioaun (0,073 mu, 1,167 mmons). PeakimonHyto
CMecCh TepeMEeNINBaIN P KOMHATHON Temneparype B TedeHne 18 4. J06aBisui BoIy U 0CaAoK (PHIbTPOBAIH.
Po3oBoe TBepmoe BemecTBO pacTBOPSUIH B IUXJIOPMETAHE W MPOMBIBAIN COJEBEIM pacTBOpoM. OpraHHYECcKyIo
a3y cymmnu Haz cyIb(paToM HaTpHsA, GUIBTPOBAIN U KOHIICHTPUPOBAIH IOJT CHIDKEHHBIM JAaBJICHUEM C MOJY-
gerneM 0,083 1 (77%) 3-popmui-1-metnn-1H-nama30m1-5-kapOoHUTpHIIA B BHIE OPAHKEBOTO TBEPIOTO BEIIle-
crBa. ESI/APCI(+): 186 (M+H).

Cragus 2. 3-(2-((3-Merokcudenmn)amuHo)-2-heHmnanetn)- | -metwi- 1 H-unna3on-5-kapOOHUTPIIT TOITY-
Yajnu coryiacHo obuied mpouexype L m3 cmecn 3-0eH3mi-5-(2-TUAPOKCHITHI)-4-METHIATHA30I-3-1il XJIopHIa
(0,133 1, 0,493 mmonb) u TpudTHaamuHa (0,100 mi, 0,717 mmons) B 3tanone (0,7 mi), 3-popmun-1-mermn-1H-
uHaa30i1-5-kapoonntpmwia (0,179 r, 0,987 mmonp) u pactBopa N-OeH3uimaeH-3-metokcuanmwinaa (0,985
MMoItb) B 9TaHoje (1 mir), HarpeBaeMbIx ripu 60°C B Teuenue 24 4. Ocanok, 00pa3oBaHHBIN B TEUCHHE PEaKIINy,
¢unpTpoBamu. TBepmoe BEIIECTBO MEPEKPUCTATUINZOBBIBAIN U3 AUATHIIOBOTO 3(pHpa U MPOMBIBAIA METaHOJIOM C
nonyserreM 0,230 t (59%) xemaeMoro coelMHEHHs B BUAE SPKO-kenaToro TBeproro Bemectsa. ESI/APCI(+):
397 (M+H). ESI/APCI(-): 395 (M-H).

IIpumep 241. TMomyuenue 2-((6-MeToKcHIUpasuH-2-win)aMuHo)-1-(1-metnn-1H-uanazon-3-un)-2-peHmn-
STaHOHA.

2-((6-MerokcunupaznH-2-min)aMuHo)- 1 -(1-metnin- 1 H-nnnazon-3-nm)-2-(heHUIITaHOH MOJTyYaId COTJIACHO
obmret npouenype L u3 cmecu 3-6eH3mn-5-(2-ruppokcudTin)-4-Metuaruason-3-uii xmopuna (0,135 r, 0,500
mMonb) u TpudTHinamuHa (0,070 mi, 0,505 mmons) B atanone (1 mi), 1-merwin-1H-unnaszon-3-kapbansaernaa
(0,160 r, 0,999 mmonp) u pacTBopa N-OceH3mIHACH-0-MeTOKcHTUpa3uH-2-amuHa (0,999 MMmoib) B 3TaHone (1
mut), HarpeBaeMbIx ipu 70°C B Teuenne 24 4. Ounctkoii ¢renr-xpomarorpadueil Ha cuiIMKaresie ¢ IpUMEHEHH-
eM rpaauenTa stuinanetara (0-80%) B renTaHe ¢ MOCIEAYIONNM OCaXKICHUEM N3 AUITIIOBOTO 3(upa mosrydany
0,049 r (13%) »xemaemoro coennHeHHs B Bue 6exoro tBepaoro semiectsa. ESI/APCI(+): 374 (M+H).
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[Mpumep 242. Ionyuenue 1-(1H-unnomn-3-mm)-2-((6-METOKCUITMPUANH-2-1IT)aMAHO)-2-(heHUIIITAHOHA.

1-(1H-Nunon-3-um)-2-((6-MeTOKCUITUPUMH-2-HIT)aMUHO )-2-(DeHIIITAHOH  TIOJTydalli  COTJIAaCHO —OOIIeH
npouenype E w3 2-6pom-1-(1H-unmon-3-wun)-2-penmmranona (0,045 1, 0,143 Mmonp) u 2-aMHHO-6-
metokcunupuarHa (0,089 r, 0,717 MmMounb) B aieronutpriie (0,6 mi1), 00IydaeMbIX B MUKPOBOIHOBOHM TEUH MPH
120°C B Teuenue 20 muH. OurcTKON Qureni-xpoMarorpapueil Ha CUIMKaresie ¢ IPUMEHEHHUEM TPaTUeHTa dTHII-
amerata (20-60%) B remTaHe C MOCIEAYIOMIEH MEpeKpHCTALIN3aNeH W3 STHIAIeTaTa M TeNTaHa IMOTydalld
0,020 T (39%) xemaemoro mpoxykra B Buue Oeioro mopomka. ESI/APCI(+): 358 (M+H); 380 (M+Na).
ESI/APCI(-): 356 (M-H). "H SIMP (DMSO-dg) & 11,99 (1H, br s); 8,71 (1H, s); 8,17 (1H, d); 7,65 (2H, m); 7,44
(1H, d); 7,1-7,35 (7H, m); 6,41 (1H, d); 6,30 (1H, d); 5,86 (1H, d); 3,54 (3H, s).

IIpumep 243. Tlomyuenue 2-((3-(ruaporcUMeTH)-5-MeTokcuderu)amMuHo)-1-(1-metun-1H-unmgazon-3-
wi1)-2-(heHNIITAHOHA.

2-((3-(T'mnpoxcumermin)-5-metokcnpernn)amuHo)- 1 -(1-metrin-1 H-unnazon-3-mn)-2-peHunstanon  moiy-
Yajnu coryiacHo obuied mpouexype L m3 cmecn 3-0eH3mi-5-(2-TUAPOKCHITHI)-4-METHIATHA30M-3-1il XJI0opHIa
(0,135 1, 0,500 mmomp) u TpuaTIiiamuna (0,070 M1, 0,505 MMmons) B aTanone (1 mi), 1-metmi-1H-unnazon-3-
kapOanpnaeruaa (0,160 r, 0,999 mmons) u pactBopa (3-(0cH3MTUACHAMITHO)-5-MeToKcupeHmT)MeTanona (0,999
MMoJTb) B dTanoie (1 mi), HarpeBaeMbix rpu 70°C B Tedenne 24 4. OuncTkoi ¢em-xpomarorpadueii Ha CHUIH-
KareJie ¢ mpuMeHeHneM TrpaauenTa stunanerata (10-100%) B renrane ¢ MOCIEIYIONINM OCAXICHUEM W3 TUITH-
noBoro 3¢pupa nmomydanu 0,187 1 (45%) xemaeMoro cOeIMHEHNS B BUAE CBETJIO-XKEITOIO TBEPAOTO BEIIECTBA.
ESI/APCI(+): 402 (M+H).

IIpumep 244. Tlomyuenue 2-((3,5-mumeroxcudenmn)amuno)-1-(1-mernn-1H-uanazon-3-un)-2-(muapuanH-
3-un)3TaHoHA.

2-((3,5-Aumeroxcudenmn)amuto)-1-(1-metun- 1 H-unpazon-3-mn)-2-(MupuanH-3-UI1)3TaHOH TOIYYald COo-
riacHo obmied npouenype L w3 cmecn 3-0eH3mMI-5-(2-TrHIpOKCHITIIN)-4-MeTrITHA30-3-uid xiopuna (0,135 T,
0,500 mmonp) u TpmwdTminamuHa (0,070 mun, 0,505 mmoms) B stanone (1 wmim), 1-mermi-1H-unpazon-3-
kapoOanbaeruza (0,160 r, 0,999 mMons) u pactBopa 3,5-nuMerokcu-N-(TUpUIUH-3 -1aMeTHIeH)annHa (0,999
MMoub) B 9TaHoie (1 mi), HarpeBaeMbIx ipu 70°C B Teuenue 24 4. OuncTkolt ¢uen-xpomaTorpadueil Ha cuIn-
Karele ¢ mpuMeHeHreM TrpaauenTa stunanerata (20-100%) B rentane ¢ MOCICTYIONUM OCAXKICHUEM U3 TUITH-
noBoro »dupa momywamu 0,077 r (18%) sxemaemMoro coenwHEHHS B BHAE OEJIOTO TBEPIOTO BEIIECTBA.
ESI/APCI(+): 403 (M+H). ESI/APCI(-): 401 (M-H). 'H IMP (DMSO-ds) & 8,83 (1H, d); 8,38-8,50 (1H, m);
8,14 (1H, d); 7,96 (1H, d); 7,82 (1H, d); 7,53 (1H, t); 7,30-7,44 (2H, m); 6,68 (1H, d); 6,49 (1H, d); 5,97 (2H, d);
5,77 (1H, s); 4,26 (3H, s); 3,60 (6H, s).

Ipumep 245. Tlomywuenme  1-(1H-urmon-3-mm)-2-((6-MeTOKCHITHPA3UH-2-1T1)aMUAHO )-2-(MTAPUINH-3-
WIJT)9TaHOHA.

Cramus 1. PactBop 6-MeTokcu-N-(TUpHIH-3-WIMETHIICH)TMPa3uH-2-aMIHa B TaHOJE TIOTyJad ITyTeM
HarpeBaHus pactBopa HuKoTHHanbAernaa (0,107 r, 0,999 mmouns) n 6-meTokcunupasud-2-amuna (0,125 r, 0,999
MMoutb) B ataHoiie (1 mir) mpu 60°C B Teuenne 6 4. OOpa3oBaHKe MMUHA OBUIO KOJIMYECTBEHHBIM M PacTBOP HC-
TIOJTE30BaJIM 0€3 JOTIOJIHUTEILHON OUYUCTKH.

Cramus 2. 1-(1H-Unnon-3-mn)-2-((6-MeToKkcHnupasuH-2-1i1)aMrHO )-2~(TTMPUANH-3-WII1)3TaHOH TI0JTyYalIH
cornacHo obmeit npouenaype K u3 cmecu 3-0eH3min-5-(2-runpokcustin)-4-metmwiruasonuit ximopumga (0,135 T,
0,500 mmounp) u TpudTIiiamuHa (0,070 mi, 0,505 mmons) B aTanone (1,5 mi), TpeT-0yTii-3-hopmit-1 H-unmon-
1-kap6okcunata (0,245 1, 0,999 mMmons) u pacTBopa 6-meToKcH-N-(MTUPUIAUH-3-UIMETHICH )TUPa3HH-2-aMUHA
(0,999 mMmoip) B aTanone (1 mi), HarpeBaembIx mpu 70°C Bcro HOUb. OUUCTKOM duiem-xpomarorpadueit Ha ch-
JIMKarenie ¢ MpUMeHeHHeM rpaauenTa Metanona (1-10%) B muxiopMeraHe ¢ MOCIEAYIONIeH OYNCTKOM Ipenapa-
tuBHON BOXKX (romonka XBridge; cioco6 5) momygamu 0,005 T (1%) >kemaeMoro CoeqiHEHNs B BUAE JKEITOTO
tBepaoro coenunenus. ESI/APCI(+): 360 (M+H). ESI/APCI(-): 358 (M-H).

Ipumep 246. TIlomyuenme  1-(6-dTop-1-meTmn-1H-uaa307-3-1101)-2-((3-METOKCH( SHIIT)aMUHO )-2-
(heHmmITaHOHA.

Cramus 1. K cycnensun amomoruapuna mutus (0,210 T, 5,553 mmons) B8 THF (20 mun), oxnakaeHHOH 10
0°C, no xamrsaM nobaBisutn pactBop 6-¢rop-1H-nnnazon-3-kapo6onosoit kucnotsr (0,500 1, 2,776 MMoib) B
THF (5 mi). PeakunoHHyI0 cMech IiepeMelnBalli IPH KOMHATHOW TemIieparype B Teuenue 2 4. [Tocie oxiax-
nerust 1o 0°C mo0aBisiin HACBHIIIEHHBIH PacTBOP CETHETOBOM CoiM. PeakIMOHHYIO CMeCh SHEPTMYHO HepeMe-
MIMBAIN W KCTPAarupoBaIy dTwiamneratoM. OpraHndeckyro a3y Cymmiu Hall Cyab(haToM Maraus, GuiIbTpoBau
Y KOHIICHTPUPOBAIHM IOJ CHI)KCHHBIM JIaBJICHHEM C TOJydeHHeM HeoummieHHoro (6-¢rop-1H-namgazon-3-
wi)MeraHosia B Buze 6eoro Tepaoro Bemectsa. ESI/APCI(+): 167 (M+H).

K pactBopy (6-¢Top-1H-unnazon-3-mr)meranona (0,207 r, 1,25 mmons) B quxiopmetane (15 mi) mobas-
nsma okeua Mapranna (IV) (1,080 r, 12,46 mmons). [TomydeHHYIO CYCIIEH3UIO TIEpEeMENTUBAIA TTPH KOMHATHOU
TeMIIepaType B Te4eHue 3 4 ¥ (QUIBTPOBAIH Yepe3 MPOKIAAKY [enuTa. TBepaoe BEIIeCTBO MPOMBIBATH TUXIIOP-
MeTaHoM. PUIBTPAaT KOHIEHTPUPOBAIM TNOJA CHIDKEHHBIM jaBieHHeM. OuncTkoil ¢rem-xpomarorpadueii Ha
CHJIMKareje ¢ MpUMEHEHHEM rpaanenTa sTwianerata (15-70%) B renrane noiyyamu 0,153 1 (34% 3a ne cra-
mun) 6-drop-1H-urna3on-3-kapbanpaeruga B Bume Oemoro TBepaoro BemiectBa. ESI/APCI(+): 165 (M+H).
ESI/APCI(-): 163 (M-H).

- 121 -



040588

Cranus 2. Cmech 6-¢rop-1H-nnnazon-3-kapoansaeruaa (0,150 r, 0,914 mmons), kapoonata ne3ust (1,190
r, 3,652 mmoup) u metwnioauaa (0,114 miu, 1,831 mmons) B DMSO (7,5 M) nepeMeniBaiy npu KOMHATHOM
Temmeparype B TeueHue 2 4. J00aBisuH BOLy M 0CaloK (MIIBTPOBAIN, IPOMBIBAIN BOJIOHM M CYIIMIIN C MTOTyde-
auem 0,105 r (65%) 6-¢Top-1-meTmn-1H-namazomn-3-kapbanpaernaa B BuAe OEXKEBOTO TBEPIOTO BEIIECTBA.
ESI/APCI(+): 179 (M+H).

Cramus 3. 1-(6-Drop-1-metun-1H-unmazon-3-wmm)-2-((3-meTokcudeHUT)aMIHO )-2-QEeHMIITAaHOH TTOJTyda-
JU cortacHo obmier nmponenype L u3 cMecn 3-0eH3mi-5-(2-ruapokcudTiin)-4-metuntrazonui xjaopuaa (0,079 r,
0,295 mmons) u tpuwdTHnamuHa (0,041 mi, 0,295 mmons) B aTanone (1 mi), 6-gpTop-1-metun-1H-unmazon-3-
kapOanbaeruza (0,105 r, 0,589 mmons) n pacrBopa N-OeH3nnuaeH-3-merokcnanuinta (0,589 MMonb) B aTaHose
(1 mu), narpeBaemsbix ipu 70°C B Teuenue 2 cyrok. OuncTkoi ¢aenr-xpomarorpadueil Ha CHIMKaresie ¢ IpuMe-
HEHUEM rpaauenTa stunanerara (2-40%) B renTaHe ¢ MOCIETYIOMNM OCRKACHUEM N3 alleTOHUTPHIIA TTOTyYaiIn
0,054 T (23%) >xemaeMOro COCTUHEHUS B BHC kenroro TBepaoro coeaumHenus. ESI/APCI(+): 390 (M+H).
ESI/APCI(-): 388 (M-H). 'H SIMP (DMSO-d) & 8,13 (1H, dd); 7,74 (1H, d); 7,59 (2H, d); 7,18-7,40 (4H, m);
6,93 (1H, t); 6,49-6,60 (1H, m); 6,42 (1H, d); 6,26-6,37 (2H, m); 6,14 (1H, d); 4,22 (3H, s); 3,61 (3H, s).

[Mpumep 247. Monyuenue 2-((3-(runpoxcumerni)-S-meTokcupermt)amuHo )- 1 -(1H-numon-3-mn)-2-(nmpu-
JTINH-3-MT)3TaHOHA.

Cramus 1. PactBop (3-MeTOKCH-5-((TUpHINH-3-MIMETHIICH )aMUHO )(pEHUIT)METaHOIa B ATAHOJIE TOJTydan
MyTeM HarpeBaHusi pactBopa HukotmHambaeruaa (0,107 r, 0,999 mmoins) u (3-aMuUHO-5-MeTOKCHUEHUIT)ME-
tanoia (0,153 r, 0,999 mmons) B atanosne (1 M) mpu 60°C B Teuenue 6 4. O6pa3oBanre UMHUHA OBLIO KOJHYECT-
BEHHBIM H PACTBOP HCIIOIB30BAN 0€3 JOTOTHUTEIFHOW OYNCTKH.

Cramus 2. 2-((3-(I'mapoxcumetnin)-S-MeTokcudenmn)aMmuto)- 1 -(1 H-uaaon-3-wmm)-2-(mupuauH-3-wmi)3Ta-
HOH TOJy4Yanu coryiacHo obmeit npouenype K n3 cmecn 3-6eH3mi-5-(2-ruapoKcnaThin)-4-MeTHITHA30INH XJI0-
puna (0,135 r, 0,500 mmonb) u TpudTmwiamuHa (0,070 mur, 0,505 mmons) B 3tanone (1,5 mi), TpeT-OyTHin-3-
¢opmmi-1H-nnnon-1-kapbokemara (0,245 r, 0,999 wmmonp) u  pactBopa  (3-meTokcH-5S-((mMpuIMH-3-
wIMeTniIeH )aMuHo ) permn)Meranona (0,999 mmoos) B atanose (1 mi), HarpeBaeMbix pu 70°C Bcto HOYb. Oun-
CTKOH (hrenr-xpomarorpadueil Ha CHIMKaresie ¢ IpuMEeHeHHeM rpaanenTa meranona (1-10%) B quxiopmerane ¢
MOCJICYIONINM OCXJICHHEM M3 AUATIIIOBOTO 3dupa n quxsopmerana noxydanu 0,150 r (39%) xenaemoro co-
CIMHCHHMS B BUJIE 5KEITOT0 TBeporo coeaunenns. ESI/APCI(+): 388 (M+H). ESI/APCI(-): 386 (M-H). 'H SIMP
(DMSO-dg) 6 12,23 (1H, br s); 8,85-8,98 (2H, m); 8,41 (1H, d); 8,18 (1H, d); 7,98 (1H, d); 7,50 (1H, d); 7,34
(1H, dd); 7,15-7,29 (2H, m); 6,38-6,50 (2H, m); 6,31 (1H, br s); 6,20 (1H, d); 6,16 (1H, s); 5,02 (1H, t); 4,32
(2H, d); 3,65 (3H, s).

IMpumep 248. Tlomyuenue 2-((3-(rumpokcumeTwi)-S-MeTokcupenun)aMuHo)-1-(1H-uamon-3-mm)-2-(6-
METOKCUITUPHINH-3-H1IT)3TAaHOHA.

Cramus 1. PactBop (3-merokcu-5-(((6-MEeTOKCHTTUPHUINH-3 -HIT)METHIICH )aMUHO )(DEeHUIT )-MeTaHoJla B JTa-
HOJIE TIOJTy4aJTi IyTeM HarpeBaHus pacTBopa 6-MeTokcuHuKkoTuHaibaeruna (0,137 r, 0,999 mmons) u (3-amuHO-
5-merokcudenmwi)meranona (0,153 r, 0,999 mmons) B 3Tanone (1 mi) mpu 60°C B Teduenue 6 4. OOpa3oBaHue
MMHHA OBUIO KOJIMYECTBEHHBIM M PACTBOP MCIIOIb30BaN 0€3 JONOIHUTEIEHON OUNCTKY.

Cramgusa 2. 2-((3-(T'umpoxcumeTni)-S-MeToKCUpeHIT)aMuHO )- 1 -(1 H-unmomn-3-wm)-2-(0-MeTOKCUUpUIuH-
3-MT)3TaHOH MOJNy4aiaHu coriacHo oOmeii mpouenype K u3 cmecn 3-0eH3mi-5-(2-ruapOKCHITHI)-4-METHII-
tuazonuit xiopuaa (0,135 r, 0,500 mmons) u TpudTHIamMuHa (0,070 M, 0,505 mmons) B sTanose (1,5 M), Tpet-
Oytuin-3-popmmi-1H-uagon-1-kapobokcunara (0,245 1, 0,999 wmmons) u  pactBopa (3-metokcu-5-(((6-
METOKCUITUPHINH-3-1T)METHIIEeH ) aMuHO ) peHmn)MeTanona (0,999 mmons) B atanose (1 Mi1), HarpeBaeMbIX MpU
70°C Bcro HOUYb. OUHCTKOH (uen-xpoMarorpapueii Ha CHIMKareje ¢ MPUMEHEHHeM rpaaueHTa MeraHona (1-
7%) B IUXJIOpMETaHEe C MOCIECAYIONINM OCAKACHUEM U3 TUATHIOBOTO 3upa momydanu 0,081 r (19%) sxemaemo-
O COGIMHCHHUS B BHJIC XKEITOro TBeporo coeaunenns. ESI/APCI(+): 418 (M+H). ESI/APCI(-): 416 (M-H). 'H
SAMP (DMSO-d¢) 6 12,17 (1H, br s); 8,88 (1H, s); 8,47 (1H, s); 8,16 (1H, d); 7,85 (1H, dd); 7,48 (1H, d); 7,20
(2H, m); 6,74 (1H, d); 6,41 (1H, s); 6,23-6,37 (2H, m); 6,05-6,18 (2H, m); 5,00 (1H, t); 4,31 (2H, d); 3,77 (3H,
s); 3,63 (3H, s).

Mpumep 249. Tomyuenme 1-(1H-nnmon-3-mm)-2-((6-MeTOKCHITUPa3HH-2-HIT)aMHHO)-2-(6-METOKCUITNPH-
JIMH-3-WIT)3TaHOHA.

Cranus 1. PactBop 6-meTokcu-N-((6-METOKCHUIUPUANH-3-1T)METHIICH)TPpa3nH-2-aMHHA B 3TaHOJIE IOy~
YaJ IyTeM HarpeBaHus pacTBopa 6-meTokcuHukotuHaibaeruna (0,137 r, 0,999 MMois) u 6-MeToKCHIIMpa3HH-
2-amuna (0,125 1, 0,999 mmons) B aTanose (1 M) nmpu 60°C B Teuenue 6 4. OO6pa3oBaHHe UMHUHA OBUTO KOJINYE-
CTBEHHBIM W PACTBOP HCIIOJIb30BaNK Oe3 momnoaHuTenbHoi ounctku. ESI/APCI(+): 245 (M+H).

Cramus 1. 1-(1H-Uuenon-3-mm)-2-((6-MeToKCHITHpa3uH-2-1T)aMUAHO)-2-(6-METOKCUTTUPUTUH-3 -HIT)dTAHOH
MoJTydajl coryiacHo obmiel mponenype K u3 cmecu 3-0eH3MI-5-(2-THAPOKCUAITHI)-4-METHITHA30INN XJIOpHIA
(0,135 r, 0,500 mmoup) u TpuaTHITamMuHa (0,070 M, 0,505 mmons) B aTa”one (1,5 mi), TpeT-0yTni-3-gopmu-
1H-unnon-1-kapbokcunara (0,245 r, 0,999 mMoins) U pactBopa 6-MeTOKCH-N-((6-METOKCUTTUPHUANH-3-HT)Me-
THIIeH)nupasuH-2-amuHa (0,999 mmons) B aTaHone (1 mi), HarpeBaembix pu 70°C Bcto HOUb. OuncTKON (urer-
xpoMmartorpadueil Ha CHIIMKarelsie ¢ MpuMeHeHHeM rpaaueHTta stunanerara (30-100%) B auxiopMeTaHe ¢ moce-
IYIOIMM OCaXICHWeM U3 auxiiopMmerana moiydanu 0,137 r (30%) xemaeMoro COeAMHEHHS B BHJAC OEIOro
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TBepzoro Bemecrsa. ESI/APCI(+): 390 (M+H). 'H SIMP (IDMSO-d¢) 6 12,08 (1H, br s); 8,76 (1H, s); 8,50 (1H,
d); 8,17 (1H, d); 7,80-7,94 (2H, m); 7,73 (1H, s); 7,46 (1H, d); 7,32 (1H, s); 7,12-7,26 (2H, m); 6,80 (1H, d);
6,39 (1H, d); 3,79 (3H, s); 3,60 (3H, s).

Mpumep 250. IMomyyenune 1-(6-drop-1H-unmon-3-nm)-2-((3-(THAPOKCHUMETHII)-5-METOKCH(EHIIT)aMIHO )~
2-peHnIITAaHOHA.

1-(6-®PTop-1H-nnn0ma-3-1m1)-2-((3-(THAPOKCUMETHIT )-5-Me TOKCH(D S HIIT ) aMITHO )-2 - SHIIIDTAHOH  TTOJTYJaIT!
coriacHo obmieit nponenype K u3 cmecu 3-6eH3mI-5-(2-THAPOKCHITHN )-4-MeTUATHA30J1-3-ui xmopuaa (0,132 r,
0,489 mmonnb) u tpudTHiIamuHa (0,100 My, 0,717 mmons) B atanosie (1 mi), TpeT-0yTHin-6-dgrop-3-hopmr-1H-
nHA07-1-kapbokcunara (0,262 r, 0,995 mmons) u pactBopa (3-(0eH3UIMASHAMUHO )-5-MEeTOKCU(PEHIIT)METaHOIa
(0,974 mmonp) B stanonme (1 mm), HarpeBaembix mpu 60°C B Tedenwe 16 4. Ocrarox odwmmand ¢iem-
xpomarorpadueli Ha crMKarene ¢ MpUMEHEHHEM rpaauenTa sTmiarerata (20-70%) B renrane. JomonHUTENH-
HOM O4YMCTKOH (hrem-xpomarorpadueil Ha CHIMKareie ¢ NMpUMEHEHHEM rpaaueHTta stunanerara (40-80%) B
TeNTaHe C MOCJIEAYIOmEeH OYHCTKON TBepAao¢asHbIM dKcTparnpoBanneM Ha C18-kojoHKe st oOpamieHHO-
(a3oBoii xpomarorpadun ¢ npuMeHeHneM rpaauenra anetoHurpuia (0-90%) B Boxe nomyyamu 0,032 t (8%)
JKEIIAeMOTO COCAMHEHUS B BHJIE JKelITOro TBepaoro coenunenus. ESI/APCI(+): 405 (M+H). ESI/APCI(-): 403
(M-H).

Ipumep 251. Ilomyuenume 3-(2-((3-meTokcubenmT)aMuHo)-2-henunamnernn)- 1 -metuin- 1 H-unnazon-6-
KapOOHHUTpHIIA.

Cramus 1. K pactBopy 3-hopmun-1H-umumazon-6-kapdorutpuia (0,250 r, 1,461 mmons) B8 DMSO (7 mur)
nobapnsm kapbonat kamus (0,817 T, 5,911 mmons) u Metwmidomun (0,185 mut, 2,958 mmons). PeaknmonHyto
CMecCh TepeMEeNINBaIN P KOMHATHON Temneparype B TedeHne 18 4. J06aBisuu Boxy B 0CanoK (pHiIbTPOBaIH.
Po3oBoe TBepoe BemeCTBO pacTBOPSUIN B JUXJIOPMETaHE M MPOMBIBAIN COJIEBBIM pacTBOPoM. OpraHuyecKyro
(a3y cymmian Hax cyibdaToM HaTpus, QUIBTPOBAIM U KOHLIEHTPUPOBAJIH 0] CHYYKEHHBIM JTAaBJICHUEM C ITOJY-
yerueM 0,247 r HeouniieHHOTO 3-hopmui-1-metmi-1H-nnna3on-6-kapooHuTpuia (3arps3HeHHOro 3-popMuI-
2-metnn-2H-nanazon-6-kapoonurpmwiom). ESI/APCI(+): 186 (M+H).

Cragus 2. 3-(2-((3-Merokcudenmn)amuHo)-2-heHmnanetn)- | -metwi- 1 H-unna3on-6-kapOOHUTPUIT TOTY-
Yajnu coryiacHo obuied mpouexype L m3 cmecn 3-0eH3mi-5-(2-TUAPOKCHITHI)-4-METHIATHA30I-3-1il XJI0pHIa
(0,070 T, 0,259 Mmoup) u TpudTHIamMuHa (0,050 mi, 0,359 mmons) B atanone (0,3 M), 3-bopmuin-1-merun-1H-
nHaa3on-6-kapoonutpuna (0,095 r, HeouwmieHHBIH) W pacTtBopa N-OeH3mImMaeH-3-meTokcnanwinaa (0,488
MMoutb) B aTanose (0,5 mur), HarpeBaembix ipu 60°C B Teuenune 16 1. OOpa30BaHHBIN B TEUEHUE PEAKIINU OCAIOK
(GUITHTPOBATH, IPOMBIBAIM 3TAHOJIOM U BOJIOH W CyIIWiIH. TBep0e BEMECTBO OUHINAIH IpenapatuBHoi BOXKX
(xomonka XBridge; criocob6 2) ¢ moxyuernem 0,064 T (11% 3a 1Be cTammm) KeIaeMoro COeANHEHHS B BUIE JKeJl-
toro tBepaoro coeauneHust. ESI/APCI(+): 397 (M+H). ESI/APCI(-): 395 (M-H).

Mpumep 252. Tlomyuenme 1-(6-dprop-1H-unnon-3-wmm)-2-((6-MeTOKCUINpPa3UH-2-MIT)aMUHO)-2 -eHUII-
JTaHOHA.

1-(6-®top-1H-nnmn0ma-3-m1)-2-((6-MeTOKCHIIHPa3HH-2-11)aMHHO )-2-(QOCHIWIITAHOH ~ TIOJIyYaJld  COTJIACHO
obmeit npouexype L u3 cmecu 3-6eH3mn-5-(2-ruppokcuaTui)-4-mMetunrrazon-3-uii xmopuga (0,135 r, 0,500
MMoub) 1 TpuaTwiiamuHa (0,100 i, 0,717 MmMons) B aTaHose (1 mi), Tper-0yTnn-6-grop-3-hopmui-1H-unmon-
1-kap6okcunara (0,268 T, 1,018 MMoub) u pactBopa N-OeH3UIHICH-6-MeTOKCUTTpa3uH-2-amuHa (0,999 MMoIIb)
B otanote (1 mur), HarpeBaembix mpu 60°C B Tedenue 72 4. OuncTkolt em-xpomarorpadueii Ha CUIMKaresne ¢
NprMeHEeHHeM TpaaneHTa stunareTara (20-80%) B renrane ¢ mociexyromeil ouncTKoi npenapatusHoii BOXKX
(xomonka XBridge; cnoco0 2) momyugamu 0,056 1 (15%) >kemaemMoro coequHEHUS B BUAE PO30BOTO TBEPIOTO Be-
mectBa. ESI/APCI(+): 377 (M+H). ESI/APCI(-): 375 (M-H).

IMpumep 253. Tlomyuenue 2-((3-(rmmpokcumeTwi)-S-MeTokcupenut)aMuHo)-1-(1H-uamon-3-mm)-2-(5-
METOKCUIMPA3UH-2-1JT)3TaHOHA.

Cranus 1. PactBop (3-MeTokcH-5-(((5-MeTOKCHITUpa3HH-2-FJT)METHIICH )aMUHO ) (DCHIT)METaHOJIa B 3TAHOJIC
MOJydaJld IyTeM HarpeBaHMs pacTBOpa S-MeTokcunupasuH-2-kapOamsaeruaa (0,138 r, 0,999 mmons) n (3-
amMuHO-5-MeTokcudenmn)meranona (0,153 r, 0,999 mmons) B atanone (1 ) mpu 60°C B Teuenue 6 4. O6pa3zo-
BaHHME MMHUHA OBIJIO KOJIMYECTBEHHBIM U PACTBOP HCIIOJIB30BAIH 0€3 JOTOIHUTEILHON OUUCTKH.

Cramust 2. 2-((3-(I'mppoxcumertiin)-5-mMeTokcudenumt)aMuno)- 1 -(1 H-ungon-3-ni)-2-(5-MeTokcunupasu-
2-AN)3TaHOH TIOJIydalmu corjacHo obmedt mpomenype K w3 cmecm  3-OeH3MI-5-(2-THOpOKCHITHIN)-4-
metmirtrazonui xiopuna (0,135 r, 0,500 mmonsp) u TpudTriamuna (0,070 M, 0,505 mmons) B aTanose (1,5 M),
TpeT-0yTun-3-popmui-1H-urmon-1-kapookcunara (0,245 r, 0,999 mmons) u pactBopa (3-merokcu-5-(((5-
METOKCHUITHPAa3HH-2-1 )MeTHIeH )aMuHO )permn)meranona (0,999 mmoins) B atanone (1 mir), HarpeBaeMbIX MMPHU
70°C Bcro HOUb. OcTaToK ouHumIanyu ¢uenm-xpomMarorpadueil Ha CHIMKarelie ¢ MPUMEHEHUEM T'pagueHTa MeTa-
Houna (1-7%) B quxiopMeTaHe.

JlononHuTeNbHON OYMCTKON (hrer-xpomartorpadueil Ha cuiIMKaresie ¢ IpUMEHEHHEM I'paJiieHTa dTHialle-
tara (15-70%) B nquxnopMeTane ¢ mocienyromeii ouncTkoi npenapatusHoil BOXX (komonka XBridge; criocob
5) momryganu 0,089 T (21%) >xemaemoro coeauHeHHs B Buae Oenoro tBepaoro Bemectsa. ESI/APCI(+): 419
(M+H). ES/APCI(-): 417 (M-H). 'H SIMP (DMSO-d) & 12,14 (1H, br s); 8,75 (1H, s); 8,49 (1H, s); 8,23 (1H,
s); 8,15 (1H, d); 7,47 (1H, d); 7,12-7,28 (2H, m); 6,40 (1H, s); 6,26-6,36 (2H, m); 6,18-6,25 (1H, m); 6,15 (1H,
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s); 5,01 (1H, t); 4,31 (2H, d); 3,84 (3H, s); 3,64 (3H, s).

[Mpumep 254. IMonyuenne 2-((3-(runpoxcumerni)-5S-meTokcupenmnt)amuHo)-1-(1H-namon-3-mn)-2-(nmpa-
30110[ 1,5-a]mupunuH-2-1a)3TaHOHA.

Cramus 1. Cmech mupazono[1,5-a]mupuann-2-kap6anpaeruna (0,066 r, 0,452 mmons) u (3-aMHHO-5-
MeTtokcudermn)meranona (0,069 r, 0,451 mmois) B dTanone (0,4 mi) HarpeBanau mpu 60°C Bcio HOUb. Peakmm-
OHHYIO CMECh KOHIIEHTPHUPOBAIN IOJT CHIYKEHHBIM aBICHHEM M OCTaTOK CYIIWIH TOJ CHIDKCHHBIM JaBIICHHEM
Hag okcuaoM ¢ocdopa (V) ¢ monydeHHEM B KOJIMYECTBEHHOM OTHOIICHHH 3-MeTOKCH-5-((rmpa3zosno[l,5-
a|mupuIH-2-MIIMETHIICH )JaMUHO ) (D eHUIT )METaHOJI1a, KOTOPBIH UCTIOIh30BAIH 0€3 JOMOJIHATEIbHONH OYUCTKH.

Cramus 2. 2-((3-(I'mopoxcumernn)-5-merokcudenmn)aMuHo)-1-(1 H-unnomn-3-mm)-2-(mupaszono[ 1,5-a]mu-
PUAMH-2-VIT)3TaHOH MOJIydald COTJIACHO oOmiei mporenype L w3 cmecu 3-0eH3mWn-5-(2-rHIpOKCUITHIN)-4-
MeTmaTHAa30I-3-uit xmopuna (0,061 r, 0,226 mmons) u TpudTHiaamuHa (0,032 M, 0,231 mmons) B sTanone (0,5
M), TpeT-0yTHia-3-popmmi-1H-nanon-1-kapbokcunara (0,111 r, 0,453 mmonb) m pactBopa (3-MeToKcu-5-
((mrpasomno[ 1,5-a]mupuann-2-unmerwiieH)amuHo )penmn)meranona (0,451 mmons) B staHone (0,5 mur), Harpe-
BaeMbIx nipu 70°C B Tedenue 4 cyrok. OuncTkoi (ienr-xpomarorpadueii Ha CHIMKaresie ¢ IPUMEHEHHUEM rpa-
muenTa stwmianetara (20-100%) B rentane, a 3ateM rpaanenta metanona (0-10%) B auximopMmeTaHe MOIydaid
0,019 r (10%) xemaemoro coemwmHeHHs B Buae Oemoro TBepmoro BemiectBa. ESI/APCI(+): 427 (M+H).
ESI/APCI(-): 425 (M-H).

Ipumep 255. Tlomydenne 1-(1H-urmo-3-11)-2-((6-METOKCUTIMPA3HH-2-HJT)aMHHO )-2-(Tipa3oio| 1,5-
a|nupuIMH-2-11)3TaHOHA.

Cramus 1. Cmech mmpaszoino[1,5-a]mupuaun-2-kapoaisaeruaa (0,066 r, 0,452 MMonb) U 6-METOKCHITH-
pasun-2-amuHa (0,057 r, 0,456 MmMous) B 3Tanone (0,4 mi) Harpeanu npu 60°C BCro HOYb. PeaknimoHHYIO CMeCh
KOHIICHTPUPOBAIX TTOJI CHIXKCHHBIM JaBICHHEM M OCTAaTOK CYIIHJIH O] CHH)KCHHBIM JTaBJICHUEM HaJl OKCHIOM
tdochopa (V) c momydyeHHEM B KOJHMYCCTBCHHOM OTHOIICHHH 6-MeTOKCH-N-(mmpa3ono[l,5-ajmupuaun-2-
WIMETHIICH ) TUPa3HH-2-aMHHA, KOTOPBIH HCIOIh30BAU 0€3 JOTOTHUATEILHOW OUHCTKH.

Cramus 2. 1-(1H-Unnon-3-mm)-2-((6-MeToKCHIIHpa3HH-2-1i1)aMHHO)-2-(tipazono[ 1,5-a|nupuaun-2-
WIJT)3TaHOH IMOJTyYaJii COTJIaCHO o01ei mponenype L u3 cmecu 3-0eH3MIT-5-(2-THAPOKCUITHN )-4-METHITHA30J1-3 -
nit xmopunaa (0,061 r, 0,226 mmois) u TpudTIiIamMuHa (0,032 M, 0,231 MMoib) B 3Tanose (1 mi), TpeT-0yTui-3-
dbopmun-1H-unmon-1-kapobokcwrara (0,111 1, 0,453 ™Mmonb) u pactBopa 6-metokcu-N-(rmpaszomnoll,5-
a|mupuanH-2-UIMeTHIeH ) mupasuH-2-amuaa (0,452 MMoits) B aTanone (1 mur), HarpeBaembix npu 70°C B Tede-
Hue 4 cyrok. Ocratok ounmanu Qien-xpomatorpaduei Ha CHIIMKaresie ¢ MPUMEHEHUEM IpalieHTa dTHIIAIeTa-
ta (20-100%) B renTane, a 3ateM rpaguenta Meranona (0-12%) B muxiaopmerane. JJOMONMHUTETFHON OYHCTKOM
(nem-xpomarorpadueil Ha CHIIHKareie ¢ MPUMEHEHHEM rpaaueHra stmianerata (20-100%) B rentaHe moy4a-
mn 0,004 t (2%) sxemaemoro coeawHEHHS B Buae Oenmoro TBepaoro BemiectBa. ESI/APCI(+): 399 (M+H).
ESI/APCI(-): 397 (M-H).

IMpumep 256. Iomyyenne 2-((3-(2-runpoxcuaToKcH)-S-MeTokcupenua)amuno)-1-(1H-nanomn-3-mm)-2-(6-
METOKCUITPHUINH-3-FJ1)ITaHOHA.

Cragus 1. Cmech 3-amuHO-5-MeTokcudenona (1,860 r, 13,37 mMons), kapOonara ne3us (8,710 r, 26,73
MMOJIb) 1 2-0pomdTanona (1,040 mm, 14,70 mmons) B DMF (40 mi) nepememuBanu npu 60°C B TeueHne 3 cy-
Tok. [Tocne oxmaxmeHUsI 1O KOMHATHOH TeMIIepaTyphl PEaKIMOHHYIO0 CMECh pa30aBIsLIN STHIAETATOM H IIPO-
MBIBQJIM HACHIIICHHBIM PacTBOpOM OuMkapOoHaTa HaTpws. OpraHudeckyio ¢a3y KOHIEHTPHUPOBAIHU IO CHIDKEH-
HBIM JaBieHueM. OuncTKol (iem-xpomarorpadueil Ha cuMKareie ¢ MPUMEHEHHWEM TpaJueHTa 3THiIaneTara
(15-100%) B muxmnopmerane nmonywanu 0,749 r (30%) 2-(3-amuHO-5-MeTOKCH(EHOKCH)ITaHOTIA B BHIE KOPHU-
HeBoro TBepaoro Bemectsa. ESI/APCI(+): 184 (M+H).

Cragusa 2. 2-(3-Metokcu-5-(((6-METOKCHUITAPHUTUH-3-T)METHIICH )JaMITHO ) )CHOKCH )3TAHOJ MOyYald KO-
JIMYECTBEHHO COTJAacHO o0mel npouenype I u3 6-merokcuankoruHanpaeruaa (0,069 r, 0,503 mmois) u 2-(3-
amMuHO-5-MeTokcudenokcu)atanona (0,092 r, 0,502 MmMos).

Cramus 3. 2-((3-(2-I'mnpoxcuaTokcu)-5-meTokcudenun)amuHo)- 1 -(1 H-uapon-3-nm)-2-(6-MeToKCHIH-
PUIUH-3-MII)9TaHOH MOJydYanu coryiacHo obmiei mpouenype K n3 cmecu 3-6eH3min-5-(2-ruapokcndTui)-4-
Metmirtrazonnii xmopuaa (0,067 r, 0,248 mmoinb) u TpraTHiamuaa (0,035 M, 0,252 mmons) B sTarone (1 o),
TpeT-0yTun-3-popmui-1H-urmon-1-kapookcunara (0,123 1, 0,501 mmons) u pactBopa 2-(3-metokcu-5-(((6-
METOKCHUITUPHINH-3-T)METHIIEH )JaMiHO ) peHoKcH )TaHoda (0,502 MMoub) B aTaHose (1 M), HarpeBaeMBbIX MPHU
70°C Bcro HOYb. OUHCTKOH Qureni-xpoMaTorpadueil Ha CUIMKareyie ¢ MPUMEHEHUEM TpajJueHTa dTHiarerara
(30-100%) B muxjopMeraHe C mocieayromeil oancTkor mpenapatuBHoit BOXKX (xomonka XBridge; cmocob 5)
nonyvanu 0,011 r (5%) xemaemoro coeaunenus B Buae 6emoro teepaoro BemectBa. ESI/APCI(+): 448 (M+H).
ESI/APCI(-): 446 (M-H). 'H SIMP (DMSO-d¢) & 12,17 (1H, br s); 8,90 (1H, s); 8,46 (1H, s); 8,16 (1H, d); 7,84
(1H, d); 7,47 (1H, d); 7,13-7,28 (2H, m); 6,75 (1H, d); 6,37 (1H, d); 6,09 (1H, d); 6,05 (2H, br s); 5,73 (1H, s);
4,79 (1H, t); 3,84 (2H, br s); 3,77 (3H, s); 3,65 (2H, br s); 3,62 (3H, s).

Mpumep 257. Iomyuyenne 2-((3-(2-runpoxcusTokcu)-S-meTokcupenuna)amuno)-1-(1H-nanon-3-mm)-2-(5-
METOKCUIIMPA3UH-2-UJT)3TaHOHA.

Cramust 1. 2-(3-Metoken-5-(((5-MeTokcunupasnH-2-mi)METHICH)aMUHO )peHOKCH )9TaHO I MOIydalld KO-
JMYECTBEHHO coriacHo oOeit npouenype I u3 S-merokcnnupasun-2-kapbansaernaa (0,069 r, 0,500 Mmoinb) n
2-(3-amuHO-5-MeTokcudenokcn)atanona (0,092 r, 0,502 Mmmoms).
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Cramus 2. 2-((3-(2-I'mnpoxcuaTokcu)-5-metokcudenun)amuno)- 1 -(1 H-uanon-3-nm)-2-(5-meTokcunu-
pasuH-2-WI)3TaHOH IOJydYalHd corjiacHo oOmeid mpouenype K u3 cmecn 3-OeH3mi-5-(2-ruapokcmatin)-4-
Metmirtrazonuii xmopuaa (0,067 r, 0,248 mmoinb) u TpraTHiIamuaa (0,035 M, 0,252 mmons) B aTarone (1 o),
TpeT-0yTun-3-popmui-1H-urmon-1-kapookcunara (0,123 1, 0,501 mmons) u pactBopa 2-(3-metokcu-5-(((5-
METOKCHUITHPAa3HH-2-U )METHIIEH )aMHHO )perokcn)dTanona (0,500 Mmonb) B aTaHose (1 mir), HarpeBaeMbIX MPHU
70°C B Teuenne 2 cyrok. OcTarok ounmanmm Queni-xpomatorpaduei Ha CUIMKarese ¢ MPUMEHEHUEM TPaJINeHTa
MmetaHona (1-7%) B muxiopmeraHe. [{omOTHUTENBHON OYHCTKOM (ureni-xpomarorpadueil Ha CHIMKarene ¢ mpH-
MEHEeHHEeM rpaaueHTta stwianerata (15-70%) B auxiopMeTaHe C IMOCIEAYIOIIEH OYHCTKOW IpernapaTUBHON
BDXX (xomonka XBridge; crioco6 5) moxyuanu 0,008 r (3%) sxenraeMoro coequHEHHs B BHJIE OEKEBOTO TBEP-
noro Bemecta. ESI/APCI(+): 449 (M+H). ESI/APCI(-): 447 (M-H). 'H SIMP (DMSO-ds) & 12,14 (1H, br s);
8,76 (1H, s); 8,48 (1H, s); 8,23 (1H, s); 8,15 (1H, d); 7,47 (1H, d); 7,20 (2H, br s); 6,36 (1H, d); 6,21 (1H, d);
6,05 (2H, br s); 5,75 (1H, s); 4,79 (1H, t); 3,84 (5H, m); 3,55-3,71 (5H, m).

IMpumep 258. Ilomyuenne 2-((3,5-numerokcudenmt)amMmuHo)-1-(1H-unnon-3-wmm)-2-(mupasono[1,5-a]mu-
PUOMH-2-1IT)3TaHOHA.

Cragus 1. Cwmeck mnmpazono[l,5-ajmupuann-2-kapbamspaerunga (0,066 r, 0,452 wmmone) wu  3,5-mu-
metokcuarmmmHa (0,069 r, 0,450 mmois) B atanosie (0,4 mi) HarpeBaym npu 60°C BCio HOYb. PeakimoHHYIO
CMeCh KOHIICHTPHUPOBAIX TOJ CHIDKEHHBIM JaBICHHEM M OCTaTOK CYIIWJIHM ITOJ CHIDKCHHBIM IaBIICHHEM Hal
okcuaoM (ochopa (V) ¢ monmydeHmeM B KOJMUECTBEHHOM OTHOIIECHWUHW 3,5-muMetokcu-N-(mmpaszomnoll,5-
a|nMpUIH-2-MIIMETHIICH )JaHUIMHA, KOTOPBIA UCTIONIB30BaIH 0€3 JOTIOJTHUTEHHONH OUYUCTKH.

Cramus 2. 2-((3,5-Humetokcudenmn)amuno)- 1 -(1H-urmon-3-nn)-2-(mupaszomno| 1,5-a]mupuaun-2-mm)3ta-
HOH TIOJyYaJld COTJIacHO obmiei mpomenype L u3 cmecu 3-0eH3WI-5-(2-THAPOKCUITHI)-4-METHITHA3O0I-3-UH
xmopuaa (0,061 r, 0,226 mmonb) u TpudTiiamuna (0,032 mi, 0,231 mmonb) B 3Tanone (1 mi), TpeT-OyTmi-3-
¢opmmi-1H-nnnon-1-kapookcunara (0,111 r, 0,453 mmome) u pacrtBopa 3,5-aumeroxcu-N-(mmpaszonol[1,5-
a]mupuauH-2-unmerwieH)anninHa (0,450 MMods) B aTanose (1 mi), HarpeBaembix pu 70°C B TedeHue 4 CyToK.
OcraTok ounmanu Qiuem-xpoMaTorpadueil Ha CHIIMKareie ¢ IpMMeHeHHeM rpaauenTa stwianerara (20-100%)
B renTaHe. JIONONHUTENEHON OYMCTKOHN (urem-xpomartorpadueil Ha CHIIMKaresie ¢ IpUMEHEHHEM TpaJieHTa Me-
tanona (0-10%) B auxjopmMerane ¢ mocienyromeil ounctkoi npenapatuBHoii BOYKX (komonka XBridge; cro-
co0 4) momryganu 0,003 1 (1%) sxemaemoro coegunenus. ESI/APCI(+): 427 (M+H). ESI/APCI(-): 425 (M-H).

IIpumep 259. Momyuenune 2-((3,5-mumeToxcudenmn)amuHo)- 1 -(1H-uamgomn-3-mn)-2-(5-MeTokcunupasuH-2-
WIT)3TaHOHA.

Cramus 1. Cmech 5-mMerokcumnupasut-2-kapoanspaeruaa (0,138 r, 0,999 mMonp) u 3,5-TMMETOKCHaHIITNHA
(0,153 1, 0,999 mMmouw) B aTanone (1 mir) HarpeBasm mipu 60°C BCcro HOYB. PeakimmoHHYI0 cMeCh KOHIICHTPHUPOBa-
JIY TI0J] CHUYKCHHBIM JIaBJICHUEM M OCTATOK CYIIMJIH IOJ CHW)KCHHBIM JIaBlieHHeM Haj okcuaoM ¢docdopa (V) ¢
MOJIyYEHUEM B KOJMYECTBEHHOM OTHOLICHHH 3,5-TUMETOKCH-N-((5-MEeTOKCUIIMpa3uH-2-1I)METHIICH )aHUIINHA,
KOTOPBIH NCIIOJIB30BAIH 0€3 JIOTOTHUTENBHO OUYMCTKH.

Cramus 2. 2-((3,5-Aumerokcudenmn)amuno)- 1 -(1 H-urnon-3-mn)-2-(5-MeToKCUITUpa3uH-2-1I1)3TaHOH T10-
JTydanu coriacHo obmiel npouenype L u3 cmecn 3-6eH3mn-5-(2-ruqpoKcuaThII)-4-MEeTHIITHA30II-3-1i XJI0pHUIa
(0,135 1, 0,500 mmomnb) 1 TpuaTHIaMuHa (0,070 M, 0,505 MMois) B atanose (1 Mir), TpeT-OyTHi-3-hpopmui-1H-
nHA07-1-kapbokcunara (0,245 1, 0,999 mmons) u pactBopa 3,5-muMeTorcu-N-((5-MeTOKCHUTTHPA3HH-2-HT)Me-
tunen)anniraa (0,999 mmons) B atanone (1 M), HarpeBaembix nipu 70°C B Teuenune 4 cyTok. OCTaTOK OUHIIATH
(em-xpomarorpadureil Ha CHIIMKareile ¢ MpUMEHEHHEM TpaaueHTa sTuiaaneraTa (25-100%) B renrane. J{omoin-
HUTEJILHON OYUCTKOW (pyren-xpoMaTorpadueit Ha CHIMKareiie ¢ MpUMEHEHUEM JTHIAIeTaTa/ IuXJIopMeTaHa/re-
ntana (3/3/4) B kauecTBe AIIOEHTA C TIOCIeAyIomel ouncTkoi npenapatuBHoit BOXKX (xomonka XBridge; cro-
co0 4) momryganu 0,009 1 (2%) sxemaemoro coegunerus. ESI/APCI(+): 419 (M+H). ESI/APCI(-): 417 (M-H).

Mpumep 260. Ilomyuyenne 1-(5-dprop-1H-unmon-3-nm)-2-((3-meToxcupeHnT)aMuHO)-2~(5-METOKCHUIIH-
pa3uH-2-1iI)3TaHOHA.

1-(5-®top-1H-nnnomn-3-mn)-2-((3-MeTokcnpeHnI)aMruHO )-2-(5-METOKCUITUPA3UH-2-MI)ITAaHOH  TTOJTydaiIH
coracHo obmiet mporenype L u3 cmecu 3-0eH3mI-5-(2-THAPOKCHITII ) -4-MeTIITHA30I-3 -1 xitopumaa (0,101 T,
0,374 mmone) u TpusTmiiamuHa (0,070 mi, 0,502 mmoins) B stanone (0,5 i), Tper-0yTHi-5-¢TOp-3-Popmu-
1H-unpnon-1-kapbokcnmnara (0,194 1, 0,737 mMmonb) u pactBopa 3-meTokcH-N-((5-MeToKcHnupasuH-2-
nn)Merwien)anwmaa (0,724 MMonb) B atanosie (1 mur), HarpeBaembix nipu 60°C B Tedenuwe 96 4. OuncTkon
(rnem-xpomarorpadueil Ha criIHMKareye ¢ IpUMEHEHHeM rpamuenta stuianerara (0-50%) B renTane ¢ mocie-
Iyromnei ouncTkoi npemaparuBHoit BOXXX (komonka XBridge; coco6 2) momywanu 0,120 T (41%) sxemaemoro
coeMHEHUs B BUE kentoro Tepaoro coeauaenus. ESI/APCI(+): 407 (M+H). ESI/APCI(-): 405 (M-H).

IIpumep 261. Tomyuenue 1-(5-prop-1H-urmon-3-nm)-2-((3-(THapoKCUMETHIT)-5-METOKCUDEHUIT)aMHUHO )-
2-(heHMIITaHOHA.

1-(5-®top-1H-nnnomn-3-mn)-2-((3-(TuapoKcuMeThII)-5-MeTOKCU(EHIIT)aMUHO )-2-(DCHIIIITAHOH  TTONTyYajIH
coryacHo oOreit mponenype L u3 cMecu 3-0eH3mi-5-(2-ruapoxkcnatii)-4-metrmiitiason-3-uit xiaopuaa (0,084 r,
0,311 mmomns) u TpusTmiiamuna (0,065 mi, 0,466 mMmoins) B stanone (0,5 mi), Tper-0yTHiI-5-¢TOp-3-PopmMu-
1H-unpnon-1-kap6okcunara (0,177 r, 0,672 mMmonp) u pactBopa (3-(0eH3UITHICHAMIHO)-5-MeTOKCH(EHIT)Me-
tanona (0,655 mmons) B srtaHone (1 wmur), HarpeBaeMmblx npu 60°C B Teyenume 96 u. Oumcrkoit ¢uer-
xpomarorpadueii Ha criIMKarene ¢ MpUMeHeHHeM rpaauenTa sTmianerata (0-50%) B rentane ¢ mocienyomiei
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OYMCTKOH TBepHoda3HeIM dKcTparupoBaHreM Ha Cl18-kosonke misi oOpaiieHHO-(a30Boi xpomaTtorpaduu c
NpUMEHeHneM rpanuenTa aneronutpuia (20-80%) B Boge nomyqanu 0,053 1 (20%) xenaeMoro coeMHEHUS B
BHJIC KOPUYHEBOTO TBeporo Bemectsa. ESI/APCI(+): 405 (M+H). ESI/APCI(-): 403 (M-H). 'H SIMP (DMSO-
de) 6 12,25 (1H, br s); 8,93 (1H, s); 7,82 (1H, dd); 7,63 (1H, d); 7,48 (1H, dd); 7,29 (1H, t); 7,16 (1H, t); 7,05 (1H,
dt); 6,40 (1H, s); 6,29 (1H, d); 6,26 (1H, s); 6,11 (1H, s); 6,07 (1 H, d); 4,98 (1H, t); 4,29 (2H, d); 3,62 (3H, s).

I[pumep 262. Tlomyuenue 1-(6-prop-1H-unnon-3-mm)-2-((3-meTokcudenn)aMuno )-2-(5-MeTOKCHTIN -
pa3uH-2-M1)3TaHOHA.

1-(6-®Top-1H-unnoma-3-mm)-2-((3-meTokcudeHnT)aMuHO )-2-(5-METOKCUITUPA3UH-2-WT)3TAaHOH  TTOJTYJaId
coriacHo obmieit mporieaype L u3 cMecn 3-0eH3mi-5-(2-ruapoKcud T )-4-MeTriiTHa3on-3-uit xmopuaa (0,133 T,
0,493 mmonp) u TpudTHIamuHa (0,100 mum, 0,717 mmomns) B aTa”one (0,5 mi), TpeT-0yTmin-6-dgrop-3-hopmrt-
1H-unpnon-1-kapbokcnnara (0,253 r, 0,961 Mmonb) u pactBopa 3-MeToKcH-N-((5-MeTOKCHITUpa3HH-2-HI)METH-
nen)anmwnHa (0,933 mmons) B 3taHone (1 mur), HarpeBaembix npu 60°C B TeueHue 96 4. OuwmcTkoi ¢uremn-
xpomarorpadueil Ha cuIMKarelne ¢ MpUMEHEHHeM rpajuenTa tunanerata (0-40%) B renTane ¢ MOCICAYIONINM
OCa)XIEHUEM U3 AUATUIIOBOTO 3¢upa nosydanu 0,146 r (39%) xexaeMoro coeTMHEHHS B BUIe OEIOT0 TBEPAOTO
BerrectBa. ESI/APCI(+): 407 (M+H). ESI/APCI(-): 405 (M-H).

IIpumep 263. Tlonyuenne 2-((3-(2-ruapoKCUITOKCH)-5-MeTokcudern)aMmuHo )- 1 -(1-metun- 1 H-ungazon-3-
n)-2-heHnI3TaHoHA.

Cramus 1. 2-(3-(beH3mmaeHaMIHO )-5-MeTOKCH(PEHOKCH)ITaHO TMOTYJaJId KOJTHYECTBEHHO COTIIACHO 00-
et npouenype I u3 6enzanpaernaa (0,102 mi, 1,004 mmons) u 2-(3-amuHo-5-MeTokcnupenokcun)atanona (0,183
T, 0,999 MMoOIB).

Cramus 2. 2-((3-(2-I'mopokcudToKCH)-5-MeToKCUpeHT)aMuHo)- 1 -(1-meTnin- 1 H-uanazo:n-3-wun)-2-peHm-
9TaHOH MOJyYald COTJIacCHO oOmied mpouexype L u3 cmecu 3-0eH3min-5-(2-THAPOKCHITII)-4-METHIITHAZOIHIHA
xmopuaa (0,135 r, 0,500 mmons) u TpusTmiiamuna (0,070 M, 0,505 mmons) B sTanone (1,5 mi), 1-merwmn-1H-
nHazon-3-kapoanpaeruna (0,160 r, 0,999 mmons) u pactBopa 2-(3-(0eH3WIMAEHAMHHO)-5-METOKCH(EHOK-
cu)atadona (0,999 mmons) B sranone (1,5 mu), HarpeBaembix npu 70°C Bcro Ho4b. OumcTkod Quem-
xXpoMartorpadueil Ha CHIIMKarelie ¢ MPUMEHEHHEM rpaaneHTa sTwianerara (2-40%) B AUXJIOpMETaHe ¢ IocIe-
nytomeit ourctkoil npenaparuBHoit BOXKX (kononka XBridge; cnoco6 1) momywanu 0,031 r (7%) xemaemoro
COe/IMHEHNs B BUE GesxeBoro teepaoro semectsa. ESI/APCI(+): 432 (M+H). 'H SIMP (DMSO-dg) & 8,14 (1H,
d); 7,82 (1H, d); 7,59 (2H, d); 7,46-7,56 (1H, m); 7,16-7,43 (5H, m); 6,54 (1H, d); 6,44 (1H, d); 5,95 (2H, br s);
5,74 (1H, s); 4,78 (1H, br s); 4,27 (3H, s); 3,81 (2H, m); 3,53-3,70 (5H, m).

[Ipumep 264. DHanTHoMepHBIM pazaenenueM 1-(1H-urmo-3-nm)-2-((5-MeTOKCUMUPHINH-3-1J1)aMIHO )-2 -
(dhennmTanona nomydanu (-)-1-(1H-unamon-3-mm)-2-((5-MeTOKCHTTUPHUINH-3 -HT)aMHUHO )-2-(DeHUIITaHoH U (+)-1-
(1H-unm0m1-3-11)-2-((5-METOKCUTTUPHUINH-3 -HIT)aMUHO )-2-() SHUITII TAHOH.

1-(1H-Uuamon-3-mm)-2-((5-MeTokcunmupuauH-3-mi)aMuHo )-2-hpeammTadon (0,054 1) pasgensiim Ha ero
9HaHTHOMEpHI U ounmany npenaparuBHoii BOXX (xomonke ChiralPak; crioco6 6). IIpn 3THX yclnoBUSX moiy-
yamu 0,021 r 6oiee OBICTPO AMIOUPYIOIIEro dHaHTHOMEpa (t, = 6,7 MuH; 3.1. >98%) u 0,020 T Oonee MeaICHHO
sMoupyrouiero sHantuomMepa (t, =12,1 mun; 3. u. = 96%).

[Mpumep 265. Iomyuenue 1-(1H-ungomn-3-wmn)-2-((3-MeTokCUEHUT)aMIHO)-2 -(TUPUIUH-2-1JT)9TaHOHA.

Cragus 1. 3-Metokcu-N-(IHpuInH-2-HIMETHICH)AHWIHH TOMYYald KOJMYECTBEHHO COTJIIACHO OOMICH
npouenype I uz nukonunansaeruaa (0,107 r, 0,999 mmons) u 3-meroxcuanununa (0,112 mi, 1,001 Mmmosb).

Cramus 2. 1-(1H-Uumon-3-un)-2-((3-MeTokcupeHnT)aMruHO )-2-(TUpUIAH-2-WT)3TAaHOH TOJIyYald COoTJiac-
HO o0mie#t mponeaype L n3 cmecu 3-0eH3uin-5-(2-ruapokcudTii)-4-Metrntraszon-3-uit xmopuaa (0,135 r, 0,500
MMoutb) B TpmdTHwiamuaa (0,070 M, 0,505 mmons) B atanone (1 mur), Tper-OyTuia-3-popmuni-1H-uamon-1-
kapOokcmimata (0,245 1, 0,999 MMonb) u pactBopa 3-MeTokcH-N-(mupuauH-2-mimMerwieH)anmwmaa (0,999
MMoJIb) B dtaHoie (1 i), HarpeBaeMbix mpu 70°C B Tedenne 3 cytok. OuncTkoii enr-xpomatorpadueii Ha
CUJIMKarese ¢ mpuMeHeHueM rpaauenta stuinanetara (0-100%) B renrane ¢ nmocieAyromei Kpuctauiu3anuei us
aneronutpwia nomydanu 0,013 r (4%) sxemaeMoro coeAMHEHWs B BHae OENOro TBEPAOTO BEIECTBA.
ESI/APCI(+): 358 (M+H). ESI/APCI(-): 356 (M-H).

[pumep 266. [Tonyuenue 1-(1H-unmon-4-wmn)-2-((3-mMeTokcudeHUI)aMHHO)-2 - CHIIITAHOHA.

Cranmus 1. tper-byrun-4-¢popmmi-1H-unmon-1-kapbokcnnaTt nonydanu corsacHo oOweit npoueaype F u3
1H-unnon-4-kapbansaernna (0,435 r, 2,997 mMmons), nu-tper-Oyrmnaukapboonara (0,786 r, 3,601 mMMmons) u
DMAP (0,037 r, 0,303 mmoms) B anetonutpmiie (7,5 mi) ¢ mosryaenueM 0,654 t (89%) xemaeMoro coeanHeHHS
B BHJIE KOPUIHEBOTO Maca. 'H aMP (DMSO-dg) 10,26 (1H, s); 8,41 (1H, d); 7,92 (1H, d); 7,88 (1H, d); 7,57
(1H, t); 7,34 (1H, d); 1,65 (9H, s).

Cramus 2. 1-(1H-Unnon-4-mm)-2-((3-meTokcu(eHNUT)aMHHO )-2-QEeHMIDTAHOH MTOJTYYalld COTIAcHO 0OImei
nporeaype K u3 cmecu 3-6eH3mn-5-(2-ruapokcud T )-4-meTrntuazon-3-uid xmopuaa (0,135 r, 0,500 mmons) u
tpuaTrnamuaa (0,070 mur, 0,505 mMonbe) B atanose (1 mur), Tper-OyTmin-4-popmun-1H-unnomn-1-kapbokcunara
(0,245 1, 0,999 mmonb) n pactBopa N-Oen3minneH-3-merokcnanmwinHa (0,999 mmorne) B atanoine (1 mi), Harpe-
BaeMbIx nipu 70°C B Tedenue 3 cyrok. OuncTkol (ienr-xpomarorpadueii Ha CHIMKaresie ¢ IpUMEHEHHUEM rpa-
muenta stwianerara (0-100%) B renTane ¢ mocnexyromeld o4MCTKOi mpenaparuBHOM BDXKX (komonka
XBridge; coco6 4) momyuanu 0,051 r (14%) xenaemoro coequnenus. ESI/APCI(+): 357 (M+H). ESI/APCI(-):
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355 (M-H).

Mpumep 267. Ilomywyenue 1-(1-(2-rmapoxcnatuin)-1H-unnazon-3-mm)-2-((3-MeToKcHdpEHIT)aMIHO)-2-
(heHnmITAaHOHA.

Cramus 1. K pactBopy 1H-unnazon-3-kapoansaeruna (0,201 r, 1,375 mmons), kapbonata kamus (0,218 T,
1,577 mmonp) u oauna mutus (0,095 r, 0,710 mmons) B NMP (3 mur) noGasmsuin 2-(2-XJI0p3TOKCH ) TETparuapo-
2H-mupan (0,210 M, 1,422 mMmois). Peakmmonnyto cmech nepemenuBanu npu 80°C B teuenne 20 4. ITocne
OXJIQXICHUS 10 KOMHATHOHM TeMITepaTypsl JOOABISUIA BOIY M PEAKIIHOHHYIO CMECh SKCTPAarHpOBaJIH dTHIIAIETA-
ToM. Opranndeckyro a3y IpoOMBIBAIN COJICBBIM pacTBOPOM, CYIIHMIU HaJ CyJIb(aroM MarHus, GriIbTpOBaIl U
KOHIIEHTPUPOBAJIH I10]] CHI)KEHHBIM JaBieHueM. OuucTkoil hien-xpomarorpadueil Ha CHIIMKarese ¢ mpuMeHe-
HHeM rpanueHTa stuinanerara (0-35%) B remrane nomywamu 0,145 r (38%) 1-(2-((rerparunpo-2H-nupan-2-
win)okcu)atui)-1 H-unnaszon-3-kapoanpaernaa B Buje 0JIeIHO-KENTOrO Maca.

Cramus 2. 2-((3-Metokcudpennn)amuno)-2-penni-1-(1-(2-((rerparnapo-2H-nupan-2-ui)oken)atun)- 1 H-
WH/1a30J1-3-WJ1)3TAaHOH TOJIyYald COTJIacHO oOmiei mpouenype L u3 cmecu 3-OeH3UI-5-(2-THAPOKCUITHI )-4-
MeTraTHAa30-3-uit xmopuna (0,067 r, 0,248 mmons) u tpudTIwinamuHa (0,050 M, 0,359 mmons) B sTanone (0,7
M), 1-(2-((rerparuapo-2H-mmupan-2-mr)okcn)atun)- 1 H-uanazon-3-kapbanpaeruna (0,145 r, 0,529 mmons) u
pactBopa N-6eH3nnnaeH-3-merokcuanmimia (0,483 MMoib) B atanose (1,2 M), HarpeBaembix mpu 60°C B Te-
genue 16 4. Ounctkoit ¢uem-xpomarorpadrell Ha CUIUKarele ¢ MpUMEHEHUEeM TpaameHTta stmianerara (0-
30%) B remnrane momydammu 0,138 1 (59%) sxemaemoro mpoxykra B BuIe kenroro macia (80% dYHCTOTEI).
ESI/APCI(+): 486 (M+H).

Cramus 2. K pacrBopy 2-((3-merokcudennn)amMuno)-2-permn-1-(1-(2-((rerparuapo-2H-mmpan-2-
win)okcn)atwn)- 1 H-unnazon-3-un)sranona (0,138 r, 0,284 mmone) B anetonutpriie (3 M) mo0aBimsui 1H. pac-
TBOpP XJIopBogopoaHoit kucyots! (0,150 mi, 0,150 Mmonb). PeakunoHHylo cMech nepeMeIinBaii Mpyu KOMHAT-
HOHM TeMImieparype B TeueHHe 24 4. PeakIMOHHYI0 CMeCh KOHIICHTPUPOBAJIH I10JI CHIDKEHHBIM IaBieHueM. O4n-
ctroit npenapatuBHoi BOXKX (kononka XBridge; crioco6 2) momyuanu 0,022 1 (36%) xenaeMoro coenuHeHUS
B BUjIe kenroro macia. ESI/APCI(+): 402 (M+H).

Ipumep 268. Ilomyuenne 2-((3-(2-(TpeT-OyTOKCH)ITOKCH)-5-MeToKcu(peHm)aMuHo)-1-(1-meTmn-1H-
WHI0J-3-11)-2-(eHIIITaHOHA.

2-((3-(2-(Tper-byTokcn)aTOKCH)-5-MeTOKCHUpeHIIT)aMUuHO)- | -(1-MmeTmn- 1 H-uanom-3-mm)-2-heHnniTanon
moJTydaiau coryacHo obmiei mpouenype C w3 2-xyop-1-(1-mernn-1H-urmon-3-nn)-2-peranmtanona (0,100 T,
0,352 mmonb), tpuwdTwiaamuHa (0,057 Mur, 0,423 mmonb) U 3-(2-(TpeT-OyTOKCH)ITOKCH)-5-METOKCHAHWITHHA
(0,107 t, 0,423 mmonp) B anteroruTprute (1 M), 006aydaeMbIX B MUKpOBOTHOBOH nieun ipu 130°C B Teuenue 15
muH U ipu 150°C B Teuenne 1 4. Ounctkoii ¢urem-xpomarorpadueii Ha CHIMKaresie ¢ IpUMEHEHHUEM TpaIieHTa
stmnanerata (5-50%) B rentane nomyyanu 0,151 r (88%) xenaemoro coenuuenust B Bune macina. ESI/APCI(+):
487 (M+H), 509 (M+Na). ESI/APCI(-): 485 (M-H).

[Mpumep 269. Ilomydenune 2-((3-(2-ruapoKCcHITOKCH)-5-MeTOKcHpeHnT)aMuHO)-1-(1-meTmn-1H-unnon-3-
Wi1)-2-(heHNIITAHOHA.

2-((3-(2-(Tpet-byTokcn)atokcn)-5-merokcudenmn)amuHo)- 1 -(1-metmn- 1 H-unmon-3-wm)-2-heHun TanoH
(0,150 1, 0,308 MMoIB) pacTBOPSIN B 4H. pacTBOpe XJopuaa Boxopoaa B muokcane (10,00 mm, 40,00 MMonb).
PeakunoHHyI0 CMech IepeMeIInBai P KOMHATHOW TeMIlepaType B T€UCHHE 6 U M KOHIEHTPHUPOBAIU IO
CHIDKEHHBIM JaBiieHHeM. OCTaTOK pa3aeisiIid MeX Iy JUXIOPMETAaHOM M HACHIIIEHHBIM pacTBOpOM OmkapOoHaTa
Hatpus. @assr paznemsumn. Opranmdeckyro a3y KOHIEHTPHPOBAIH IO CHIKCHHBIM naBieHneM. OcTaToK 04H-
manu Qurem-xpoMmaTorpadpueil Ha CHIMKareje ¢ MpuMeHeHHeM rpaauenta stwianerata (30-100%) B remrane.
JononHurensHON ouncTKON (ien-xpomarorpadueil Ha CHIMKaresie ¢ MpUMEHEHHEM TpajJMeHTa dTHIaleTrara
(2-40%) B muxmopmerane nonydamu 0,032 t (24%) 2-((3-(2-THIPOKCHUITOKCH)-S5-METOKCUPEHIT)aMUHO)-1-(1-
metwi-1H-uuion-3-1m)-2-peHnntaHona B Buae Oenoro Tepioro semectsa. ESI/APCI(+): 431 (M+H). 'H
SAMP (DMSO-dg) 6 8,94 (1H, br s); 8,17 (1H, d); 7,63 (2H, d); 7,55 (1H, d); 7,11-7,37 (5H, m); 6,35 (1H, d);
5,91-6,08 (3H, m); 5,72 (1H, br s); 4,79 (1H, br s); 3,90 (3H, s); 3,83 (2H, m); 3,61 (5H, m).

Mpumep 270. Iomyuenme 3-merokcu-5-((2-(1-mernn-1H-unmon-3-mi)-2-okco-1-heHnIs T )aMIHO )0eH-
3WJIaLeTaTa.

Cragus 1. K pactBopy (3-amuno-5-merokcudenmn)meranona (0,300 r, 1,958 mMMmonb), TpHITHIAMHHA
(0,817 mm, 5,894 mmouie) 1 DMAP (0,024 1, 0,196 mmons) B muxiopMerane (10 MiT) 1o KarumsiM J00aBIsLTA YK-
cycubrit anruapua (0,184 M, 1,965 MMoib). PeaknimoHHYI0 cMech IMepeMeNnInBalii MPH KOMHATHOW TeMIIepaTy-
pe B TedeHue 1,5 9 U peakMOHHYIO CMECh KOHIIEHTPHUPOBAIN IO CHIDKEHHBIM JaBieHHeM. OuncTKoi ¢hiemn-
xpomarorpadueii Ha cHIMKareie ¢ MprIMEeHEHNeM rpafuenTa stwianetara (15-70%) B renrane momywanu 0,314
T (82%) 3-amuHO-5-MeTokcnOen3mianeTara B Bune macia. ESI/APCI(+): 196 (M+H).

Cragus 2. 3-Metokcu-5-((2-(1-metmn-1H-urn071-3-1m1)-2-0kco- 1 -peHMII TIIT)aMUHO ) OC H3IIaIeTaT TOTy-
yanmu coryiacHo obuied npouenype C uz 2-xmop-1-(1-metun-1H-unnon-3-un)-2-penunsranona (0,080 r, 0,282
MMoIIb), TpuaTmiamuHa (0,078 M, 0,564 MMons) 1 3-amuHO-5-MeTokcnOen3mianerara (0,110 r, 0,564 Mmob) B
aneroHutpmwie (1 mur), oOmydaeMbIx B MUKpoBOJIHOBOM meun npu 150°C B Tewenue 1 4. OumcTkoi Quem-
xpoMartorpaduell Ha CHIIMKaresie ¢ MpuMeHeHHeM IrpaaueHTa stunanerara (5-50%) B renrrane nosyqanu 0,057 r
(46%) >xemaeMOro COCIUHCHHUS B BHIC OpaHkeBoro TBepaoro BemectBa. ESI/APCI(+): 443 (M+H); 465
(M+Na).
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[Mpumep 271. Ionyuenue 2-((3-(rugpokcumeTtin)-S-MeTokcupermnn)aMuHo)-1-(1-metwin-1H-unmon-3-nmn)-
2-(heHMIITaHOHA.

K pactBopy  3-metokcu-5-((2-(1-merun-1H-uamomn-3-mi)-2-0kco- 1 -peHMIITIIT)aMUHO )OeH3MIIaIIeTaTa
(0,057 1, 0,129 mmoms) B cmecu THF (1,5 mim) 1 metanona (1,5 mur) nobasmsuin kap6onat kanus (0,036 r, 0,258
MMmods). [Tocne mepementiBanus Ipyu KOMHATHOW TeMIIEpaType B TEUCHHE 3 U PEaKIIMOHHYIO CMECh Pa30aBiIsuin
JUXJIOPMETaHOM M (QWIBTPOBAIM depe3 HEIUTHYIO MOIOXKKY. PUiIbTpaT KOHICHTPUPOBAIH IO CHIKCHHBIM
nasiaeHueM. O4ucTKON Quem-xpoMarorpadueil Ha CUIMKarejae ¢ MpUMEHEHHeM TpaaueHTta stuiarerara (30-
100%) B renTaHe C MOCIEAYIOIINM OCAXICHHEM M3 IWATWIOBoro »>¢upa morydamu 0,020 r (38%) 2-((3-
(runpoxcumeTnin)-5-metokcudenun)amuno)- 1 -(1-merun-1 H-unnon-3-mn)-2-gpenmnmTaHoHa B BHIE OEXKEBOTO
tBepaoro Bemectsa. ESI/APCI(+): 401 (M+H). ES/APCI(-): 399 (M-H). 'H SIMP (DMSO-d¢) & 8,92 (1H, s);
8,17 (1H, d); 7,63 (2H, d); 7,54 (1H, d); 7,11-7,35 (5H, m); 6,39 (1H, s); 6,29 (1H, d); 6,24 (1H, s); 6,12 (1H, s);
5,99 (1H, d); 4,99 (1H, t); 4,29 (2H, d); 3,90 (3H, s); 3,62 (3H, s).

Ipumep 272. [Monyuenue 1-(n30xuHOIHH-4-11)-2-((3-METOKCHU(ECHMIT)aMIHO )-2-(HDEeHUIITAHOHA.

1-(U3oxuHONMMH-4-1111)-2-((3-MeTOKCH(DEHUIT)aMHHO ) -2 -(DCHIIIITAHOH IOJyYalld COTJIACHO OOIIeH Mmpole-
nype L n3 cmecu 3-6eH3mi-5-(2-ruapokcnatii)-4-metmintraszon-3-uit xnopuna (0,135 r, 0,500 mMons) u Tpu-
stwramuHa (0,070 M1, 0,505 MMoib) B atanose (1 M), n3oxuHoauH-4-kapbansaeruma (0,157 r, 0,999 mmons) u
pactBopa N-OeH3mmHeH-3-MeTokcrnanamiuHa (0,999 mmons) B atanone (1 M), HarpeBaembix mpu 70°C B Tede-
Hue 24 4. OuucTtikoit ¢uem-xpomarorpadueii Ha CHIUKarelie ¢ NMpUMEHEHHEM TpajueHTa stuiarerara (20-
100%) B renTaHe ¢ MOCIEAYIOMNM OCAXKACHHUEM U3 IUATWIoBOro 3¢gupa nomxywamn 0,002 r (1%) xemaemoro
coenuHeHUs B BUe 6emoro tBepaoro Bemectsa. ESI/APCI(+): 369 (M+H). ESI/APCI(-): 367 (M-H).

Ipumep 273. Tlomyuenwme 1-(1H-urmon-3-mm)-2-((3-MeTokcuEeHIIT)aMUHO)-2-(5-METHIMTAPHIAH-3 -
WJT)3TaHOHA.

Cranus 1. PactBop 3-meTokcu-N-((5-MeTHITUPUINH-3 -1IT)METHIICH )aHIJIMHA B 3TAHOJIE MTOTYyYald ITyTeM
HarpeBaHusi pactBopa S-mermnHukoTHHambaeruzaa (0,105 r, 0,867 mmonb) n 3-merokcmanmwimaa (0,111 wmu,
0,983 mmomnb) B aTanone (0,5 mn) mpu 60°C B Teuenue 24 4. OOpa3oBaHUEC MMUHA OBLTO KOJHMYCCTBEHHBIM U
pacTBOp HCIIOJIB30BaIN O€3 TOMOTHUTETHLHON OUYMCTKH.

Cragus 2. 1-(1H-Uugon-3-mm)-2-((3-MeTOKCUPEHIT)aMUHO )-2-(5-METHITHPUIUH-3 -1 )3TAHOH TTOTyYaTH
coriacHo obmieit nponenype K u3 cmecu 3-6eH3mI-5-(2-THAPOKCHITHN )-4-MeTUATHA30J1-3-ui xmopuzaa (0,130 r,
0,482 mmomnp) u TpraTHIamuHa (0,100 M, 0,717 mmois) B aTanone (0,5 mi), TpeT-0yTnin-3-dpopmui- 1 H-urmos-
1-kap6okcunara (0,230 1, 0,938 Mmoinb) U pactBopa 3-MeTOKCH-N-((5-METHITTUPUIUH-3-MIT)METHIICH JaHUITNHA
(0,867 mmous) B aTanode (1 M), HarpeBaembix ipu 60°C B Tedenne 96 1. Ounctkoi duenr-xpomaTtorpadueii Ha
CHJIMKarejie ¢ IpuMeHeHHeM TpaaneHTa stunarerara (50-100%) B renTane ¢ MOCIEAYIOMNM OCaKIACHUEM W3
mmaTIioBoro 3¢upa momydamu 0,029 1 (9%) xemaeMoro COeOMHEHHS B BUAE O€IOTO TBEPIOTO BEIECTBA.
ESI/APCI(+): 372 (M+H). ESI/APCI(-): 370 (M-H).

Mpumep 274. Ilomyuenwme 1-(1H-urmon-3-um)-2-((3-mMeTokcudeHm)aMiuHO)-2-(5-METOKCHTUPUINH-2-
WJT)3TaHOHA.

Cranus 1. PactBop 3-meTokcu-N-((5-METOKCUITUPUANH-2-1IT)METHIICH )aHIJIMHA B 3TaHOJIE MOJIyJald Iy-
TEM HarpeBaHus pacTtBopa S-metokcunukonuHanmbaeruaa (0,137 r, 0,999 mmons) u Meta-anmsununa (0,112 Mo,
1,000 mmoms) B atanosie (1 mun) mpu 60°C Bcto HOub. OOpa3oBaHre UMHUHA OBLTO KOJWYECTBEHHBIM M PacTBOP
rcnonb30Bany 0e3 nomomauTeabHON ounctku. ESI/APCI(+): 243 (M+H); 265 (M+Na).

Cramus 2. 1-(1H-Muamon-3-nn)-2-((3-MeTokcu(eHwIT)aMIHO )-2-(5-METOKCUTTHPUANH-2-HJ1)3TAHOH TI0JTyda-
JM coriacHo o6meit mporeaype K u3 cmecu 3-6eH3min-5-(2-ruapokcudTiin )-4-metrunrrazonuii xiaopuaa (0,135 T,
0,500 mmoip) u TpraTHIamuHa (0,070 M, 0,505 mmois) B aTanone (1,5 mi), TpeT-0yTnin-3-dpopmui-1 H-urmosn-
1-kap6okcunata (0,245 r, 0,999 mmonn) u pactBopa 3-MeTOKCH-N-((5-METOKCUITMPUINH-2-HIT)METHIICH )aHH-
muaa (0,999 mmone) B 3taHone (1 mur), HarpeBaembix mpu 70°C Bcro HOYb. OcCTaTok ouHWIamM (Iiem-
XpoMmaTtorpapueil Ha CHIMKareie ¢ IpUMEHEHHeM rpajinenTa stunanerara (5-50%) B muxmopmerane. JomomHu-
TENBHOM OYMCTKOH (uen-xpomaTorpadueil Ha CHIMKaresie ¢ MpUMEeHeHHeM TpaauenTa stuianerata (30-100%)
B TeNTaHE C MOCIEAYIOINM OCXICHUEM U3 TUITHIOBOTO 3¢upa u rentana noinyvanu 0,139 r (36%) xxemaemoro
coe/MHEeHNs B BHE GesxeBoro TBepmoro semecta. ESI/APCI(+): 388 (M+H). ESI/APCI(-): 386 (M-H). 'H
SAMP (DMSO-dg) 6 12,07 (1H, br s); 8,71 (1H, d); 8,22 (1H, d); 8,15 (1H, d); 7,53 (1H, d); 7,46 (1H, d); 7,33
(1H, dd); 7,12-7,25 (2H, m); 6,92 (1H, t); 6,28-6,45 (3H, m); 6,01-6,17 (2H, m); 3,75 (3H, s); 3,63 (3H, s).

IIpumep 275. Tlomydyenue 2-(6,7-nurunpo-4H-mupazono[5,1-c][1,4]Jokcazun-2-mn)-1-(1 H-uagon-3-mm)-2-
((3-meTokcudeHHIT)aMIHO )3TaHOHA.

Cramus 1. K pactBopy ruapoxiopuaa mopdonun-3-kapoonoBoit kucnotsl (1,000 T, 5,967 MMob) B Boze
(3 M), oxmaxxaennomy no 0°C, noGasisum nopionHo HuTput Hatpus (0,553 1, 8,015 MMoub). Peaknmonnyro
cmech nepeMernuBaid mpu 0°C B Teuenne 1 4. PeakioHHyI0 cMech KOHIICHTPHPOBAJIH 1O/ CHIDKCHHBIM J1aBJe-
HueM. OCTaTOK TMOTJIOIIANH B alleToHE. TBepaoe BemecTBO (QuibTpoBaii. OMIBTpaT KOHIICHTPHPOBAIH IO
CHIDKEHHBIM JaBieHueM. OcTtaTok coBMecTHO BeimapuBamu ¢ THF ¢ momydeHwem 4-HUTPO30MOPQOIHH-3-
KapOOHOBOW KHCIIOTHI B BUIE OJIETHO-KENTOH IEHBI, KOTOPYIO MCIOJIB30BalM Ha clexyromel craaun 6e3 1o-
nonauTebHOM ounctku. ESI/APCI(-): 159 (M-H).

Cragus 2. K pactBopy 4-HUTp030MOPHOITHH-3-KapOOHOBOU KUCIOTHI (5,967 MmMoins) B THF (25 M), ox-
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naxneHHoMy 10 0°C, 1o xamisiM go06aBisui pactBop TpudropykcycHoro anruapuaa (0,850 mi, 6,018 MMonb) B
THF (2 mi). Peakumonnyro cmech nepememusaiy npu 0°C B TedeHue 5 9 U IpU KOMHATHOH TeMIlepaType BCO
HOYb. PeaknnoHHyr0 cMech KOHIIEHTPHUPOBAIIN 0] CHIDKCHHBIM JaBieHneM. OCTaTOK PacTBOPSUIH B STHIIAIETA-
Te (25 M) U mepememnBany ¢ kapboHaToM Kanmus. TBepmoe BemecTBO GUIBTPOBAIM Yepe3 IenuT. OumbTpar
KOHIICHTPUPOBAJIK IO CHIDKEHHBIM JaBJeHHEM C ToidydeHueMm 6,7-muruapo-4H-[1,2,3Jokcaauazomno[4,3-
c][1,4]okcazun-8-uii-3-omaTa B Buae 0JeIHO-KOPUIHEBOT'O BOCKA, KOTOPHIM HMCIOJL30BaN Ha CIICAYIONIEH cTa-
nin 6e3 ounctku. ESI/APCI (+): 143 (M+H).

Cramus 3. K pactBopy 6,7-murunpo-4H-[1,2,3]okcannazono[4,3-c][1,4]okca3un-8-mii-3-omara (5,967
MMoIIb) B KeritoHe (20 mir) gobasisim stunnporuosr (0,650 mur, 6,414 Mmmons). PeakinoHHyI0 cMech HarpeBa-
i nipu 140°C B Tedenue 5 4. CHoBa moGamisinu AtwianporuonsaT (0,500 mi, 4,934 MMONB) U peakIMOHHYIO
cMmech HarpeBanu nipu 140°C B Teuenue 16 4. [Tocne oxyaxaeHus 10 KOMHATHON TeMIepaTypbl PEaKIMOHHYIO
CMeCh KOHIIGHTPHPOBAIN IO/ CHWKEHHBIM HaBieHueM. OumcTkol duem-xpomaTtorpadueid Ha cuimkarene c
npuMmeHeHneM stwianerara (50%) B rentane B kauecTBe amoeHTa nonydann 0,638 r (55% 3a 3 cragum) sTmi-
6,7-murunpo-4H-mpazono[5,1-c][1,4]okcasuH-2-kapOoOKcUIaTa B BHIC IKEITOTO TBEPAOTO COCIUHCHUS.
ESI/APCI (+): 197 (M+H). 'H SIMP (DMSO-dq) 8 6,55 (1H, s); 4,80 (1H, s), 4,28 (2H, q); 4,18 (1H, t); 4,08
(2H, t); 1,27 (3H, t).

Cramus 4. K pactBopy 3tmi-6,7-muruapo-4H-mmapasomno[5,1-c][1,4]okcaznn-2-kapbokcunarta (0,327 1,
1,667 mmoip) B THF (5 mi), oxnaxaernnomy no -78°C, nobasmsumm ruapun jutus amromuaus (0,100 T, 2,635
MMOJIB). PeakIimoHHyI0 cMeCh OCTaBISUIM HATrPEBATHCS 10 KOMHATHON TEMIIEpaTypsl U IEPEMEIINBATN TIPH KOM-
HATHOM TemmepaType Bcio HOUb. J[00aBIsM BOMYy M PEaKIMOHHYIO CMECh IepeMeInBaiy B TeueHne 10 MuH.
Ilocne noGaBneHus cynbdara MarHWs IEepeMENINBaHKE MPOIOJDKAIN B TeUCHHE 5 MHH. PeakunOHHYIO cMech
(UIBTPOBAIM U TBEPJOE BEILIECTBO NMPOMBIBAIM dTHIIAieTaTOM. DUIIbTpaT KOHIEHTPUPOBAIH O CHUKEHHBIM
naBiieHueM ¢ nonyaeaueM 0,245 r (95%) (6,7-muruapo-4H-mupazono[5,1-c][1,4]okcasuH-2-1m1)MeTaHOIa B BUAC
xenroro Macia. ESI/APCI (+): 155 (M+H). 'H SIMP (DMSO-d¢) & 5,97 (1H, s); 4,99 (1H, t); 4,75 (2H, s); 4,36
(1H, d); 4,02 (4H, s).

Cramus 5. K pacrBopy (6,7-auruapo-4H-nupaszono[5,1-c][1,4]okcazun-2-um)meranona (0,237 r, 1,537
MMoOJB) B nuxiyiopatane (12 mur) mobasismu muokcun mapranna (1,210 r, 13,92 mmoins). PeaknnoHHnyro cMech
nepememuBanu npu 60°C B TeueHue | 4 ¥ Ipu KOMHATHOW TeMmmepaType B TeueHHe 18 u. PeakiimoHHyr0 cMech
(unpTpoBaNU Yepes LeNuT. TBepIoe BEIMIECTBO MPOMBIBAIN IUXJIOPMETAHOM H dTHianeTaToM. OuibTpar KOH-
HEHTPHPOBAIHN IO CHIDKCHHBIM naBieHueM c¢ moiydenuem 0,201 t (86%) 6,7-murmnpo-4H-mmpasorno[5,1-
c][1,4]okcaszun-2-kapbanpaeruaa B Bujae opamkeBoro TBepaoro BemectBa. ESI/APCI (+): 153 (M+H).

Cramus 6. PactBop N-((6,7-murunpo-4H-upa3zoino[5,1-c][1,4]okca3nn-2-uia)MeTHIICH)-3-METOKCHAHIITHHA
B OTaHOJE TIONydYalW TIIyTeM HarpeBaHus pactBopa 6,7-murunpo-4H-mmpazono[5,1-c][1,4]okcazun-2-
kapoamsaeruga (0,102 r, 0,670 mmons) u 3-merokcuanwmmaa (0,078 i, 0,690 mmois) B aTanone (0,5 M) npu
60°C B teuenue 18 u. OOpazoBanue MMUHA OBUIO KOJMYECTBEHHBIM W PACTBOP HCIOJIB30BaJM O€3 JOTOIHHU-
TEJBHOM OUUCTKH.

Cragus 7. 2-(6,7-Juruapo-4H-mmupa3zomno[5,1-c][1,4]okcazun-2-mn)-1-(1H-urn0m-3-mm)-2-((3-meTokcude-
HUJT)aMHHO)3TaHOH IONy4Yalld CorjacHo oOmeil mporenype K w3 cmecu 3-0eH3MI-5-(2-THAPOKCUITHI )-4-
MeTraTHa3o-3-uit xmopuna (0,089 r, 0,330 mmons) u TpudTHiIamuHA (0,070 M, 0,502 mmons) B sTanone (0,5
M), TpeT-0yTii-3-¢popmmi-1H-unnon-1-kapbokcunara (0,193 r, 0,787 mmoins) u pactBopa N-((6,7-muruapo-
4H-tmpazono[5,1-c][1,4]okcazun-2-un)metnieH)-3-Mmerokcuanmwimna (0,670 mmoins) B atanone (1 M), Harpe-
BaeMbIX mpu 60°C B Teuenue 24 4. OuucTkoi renr-xpomaTorpadueil Ha CHIMKareiie ¢ MpUMEHEHUEM TPaJHCH-
ta strnanerata (20-100%) B renraHe ¢ MOCIECIYIONIAM OCAXAECHHEM U3 TUATHIOBOTO 3¢dupa nomxywamu 0,087 T
(32%) sxemaemoro coeuHeHUs B BHe Oenoro TBepaoro BemecTBa. ESI/APCI(+): 403 (M+H). ESI/APCI(-): 401
(M-H).

[pumep 276. Ilomyuenwme 1-(1H-ungon-3-um)-2-((3-mMeTokcudeHm)aMIuHO)-2-(5-METOKCHTUPUINH-3-
WJT)3TaHOHA.

Cranus 1. PactBop 3-meTokcu-N-((5-METOKCUITUPUANH-3-MIT)METHIICH )aHIJIMHA B 3TaHOJIE MOJyJald Iy-
TEeM HarpeBaHMsl pacTBopa S-meTokcuHukoTuHaibaeruna (0,137 r, 0,999 mmons) u 3-merokcnannnunaa (0,119
mi, 1,056 mmois) B 3tanoze (1 i) mpu 60°C B Teuenue 18 u. OOpa3oBaHrue UMUHA OBUIO KOJMYCCTBEHHBIM U
pacTtBop ncnons3oBain 6e3 pononuuTenbHoi ounctku. ESI/APCI (+): 243 (M+H).

Cramus 2. 1-(1H-Uuamon-3-nm)-2-((3-MeTokcudeHwIT)aMIHO )-2-(5-METOKCUITHPUANH-3-HJ1)3TAHOH TI0JTyda-
mu cormacHo obmei mporeaype K u3 cmecn 3-0eH3MIT-5-(2-TUAPOKCHUATII)-4-METHITHA30JI-3-0i  XJIOpUIa
(0,138 1, 0,512 mmoup) u TpudTHiTamMuHa (0,100 My, 0,717 mmons) B aTa”one (0,5 mi), TpeT-0yTri-3-gopmMui-
1H-unnon-1-kapbokcunara (0,260 r, 1,060 mmoins) u pactBopa 3-MeTOKCH-N-((5-METOKCHITUPUINH-3 -1 )METH-
neH)aannuHa (0,999 MMoinb) B atanone (1 i), HarpeBaeMbix nipu 60°C B Teuenme 24 4. Ouuctrout drer-
xpomarorpadueii Ha cuiHKareine ¢ IpUMEeHEHHeM rpanuenta >tunarnerara (50-100%) B renraHe ¢ mocienyro-
UM OCaXAEeHHEeM M3 MeTaHoma nosrydanu 0,065 r (17%) sxenaemMoro coequHEHHs B BUIE 0OEIOTO TBEPIOTO Be-
mectBa. ESI/APCI(+): 388 (M+H). ESI/APCI(-): 386 (M-H).

Mpumep 277. Ilomyuyenne 2-(4-propdennn)-2-((3-(runpoxcumernin)-5-meTokcudenmn)amuno)-1-(1H-
WHJI0J1-3-1JT)3TaHOHA.
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Cragus 1. PactBop (3-((4-dpropOeH3mImIeH)aMUHO )-5-MeTOKCH(EHIIT)METaHOIA B STAHOJE MOTyYaIH ITy-
TeM HarpeBaHus pactBopa 4-¢ropbensanpaeruna (0,114 r, 0,919 mMonb) n (3-amMHHO-5-MeTOKCH(pEHUIT)ME-
tanoia (0,130 r, 0,849 mmoup) B atanose (0,5 M) pu 60°C B Teuenne 18 4. O6pa3oBaHre UMUHA OBLIO KOJIH-
YECTBEHHBIM U PaCcTBOP MCIOIB30BaIH 0e3 momonanTeabHon ounctku. ESI/APCI (+): 260 (M+H).

Cramus 2. 2-(4-®rophennn)-2-((3-(ruapoxcumeTin)-S-MeTokcudpenmn)amuHo)- 1 -(1 H-uagon-3-m)3TanoH
TOJTy4Jajl coriacHo obmieit mporeaype K n3 cmecn 3-06eH3MI-5-(2-THAPOKCUITHIN )-4-METHIATHA30I-3-Uii XJIOPH-
nma (0,130 r, 0,482 mmomnp) u TpuwdTIiiamMuHa (0,085 mur, 0,610 mmons) B atanone (0,5 mu), Tper-OyTwim-3-
dhopmun-1H-unmon-1-kapbokcmnara (0,220 r, 0,897 mmonb) u pactBopa (3-((4-bropOeH3MIMICH)aMHHO)-5-
MeTokcudenmn)meranona (0,849 mmorne) B 3tanoie (1 i), HarpeBaembix ipu 60°C B Teuenue 24 4. OctaTok
ouniany Qiuen-xpomarorpadueil Ha CHIIMKareie ¢ NpUMEHEHHEM TpajueHTa stmianerara (40-100%) B renra-
He. JlononHUTENEHON 0YUCTKON (uremm-xpoMaTorpadueil Ha cuiIiKarese ¢ IpuMeHEeHHeM n3omnponaHona (2,5%)
B JUXJIOpMeETaHe B KaduecTBe dmroeHTa noxyyanu 0,051 r (15%) xemaemMoro coenuHeHUs: B BUJE KEITON NEHBI.
ESI/APCI(+): 405 (M+H). ESI/APCI(-): 403 (M-H).

Mpumep 278. Ilomyuenme 5-(2-(1H-unmon-3-wun)-1-((3-MeTokcndeHnIT)aMIHO)-2-0KCOITHI)TUKOINHO-
HUTpHUIIA.

Cramus 1. K pactBopy 6-6pomuankorunHansaeruaa (0,500 r, 2,688 mmons) B DMF (5 M) moGaBmsiiy nua-
aug mean (1) (0,361 r, 4,031 mmons) 1 cMechk HarpeBasn 1o 120°C. Tocne oxmaxkaeHUsT 10 KOMHATHOW TeMITe-
paTyphl peakIHOHHYIO CMeCh Pa30aBILLIH ATHIANETATOM M (IIBTPOBAIHN Yepe3 MPOKIaAKy menurta. OpraHmde-
CKyI0 (pa3y TpOMBIBAJI BOJOW M COJICBBIM PAacTBOPOM, CYIIMIH HaX Cyib(aroM MarHus, pUIbTPOBaIM U KOH-
HEHTPHPOBAIH O] CHIKCHHBIM AaBieHneM. OcTtaTok ounmanyu Qiem-xpomarorpadueil Ha CUIAKarene ¢ mpu-
MeHeHreM TpaaueHTa 3twianerara (0-80%) B remrane ¢ momydenueMm 0,161 1 (45%) S-dopmunmukonuHO-
HUTPUJIA B BHAE PO30BOro TBeproro Bemecra. 'H SIMP (CDCls) & 10,21 (1H, s); 9,19 (1H, s); 8,33 (1H, dd);
7,90 (1H, d); 7,27 (1H, s).

Cragusa 2. 5-(((3-MeTokcudeHMIT)MMIHO )METHII ) TUKOIHHOHUTPHI TOJTyYaId KOJUYECTBCHHO COTJIACHO
obmreit npouenype I u3 5-popmunmurommaonutpuia (0,132 r, 0,999 mmoins) u 3-metokcnanmnuaa (0,112 mor,
1,001 MMo1B).

Cramust 3. 5-(2-(1H-Wnnon-3-min)-1-((3-MeToKcHpeHNIT)aMHUHO )-2-0KCOITHI ) TUKOJIMHOHUTPIIT TIONTyYalIH
coriacHo obmieit mporieaype L u3 cMecn 3-0eH3mi-5-(2-ruapoKcHI TN )-4-MeTiTHa3o-3-uit xmopuaa (0,135 1,
0,500 mmoutp) u TpuaTIITamMuHa (0,070 Mo, 0,505 MMoib) B aTaHode (1 M), TpeT-0yTui-3-popmui-1H-uanon-1-
kapOokcmimata (0,245 1, 0,999 mmons) u pactBopa S5-(((3-MeTOKCH(EHUIT)MMHUHO )METH ) TUKOTMHOHUTPIIIA
(0,999 mmonp) B stanone (1 mm), HarpeBaembix mpu 70°C B Tedenwe 3 cyrok. OcTaToK OYHIIATH (hIIer-
xpomartorpadueii Ha criIHKarene ¢ mpuMeHeHneM rpaauenTa sTmianerata (0-100%) B renrane. JlomonHUTENH-
HOW OYHCTKOH (rent-xpomartorpadueit Ha cuinkareiie ¢ IpUMEHEHHEeM dTianerarta (42%) B rernraHe B KauecT-
Be amoeHra noinydann 0,049 r (12%) xemaeMoro COeAMHEHUs B BHJE JKEJITOIO TBEPJOrO COCAWHEHUS.
ESI/APCI(+): 383 (M+H). ESI/APCI(-): 381 (M-H).

Mpumep 279. Tomyuenue 1-(1H-nnmon-3-nn)-2-((3-meroxcupennT)aMuHo)-2-(6-(TpudTropMeTIi)Iupu-
JIMH-3-HIT)3TaHOHA.

Cranmus 1. PactBop 3-merokcn-N-((6-(TpudTOpMETHI)TUPUIANH-3-1I)METHICH))aHWINHA B 3TaHOJIE IOy~
Jaiud IyTeM HarpeBaHus pactBopa 6-(Tpudropmerni)HukotuHambaeruna (0,175 r, 0,999 mmons) u meta-
armsuauHa (0,112 mur, 1,000 mmois) B aTanone (1 M) mpu 60°C Bcio HOub. OOpa3oBaHKe HMHHA OBIJIO KOJHYE-
CTBEHHBIM W PACTBOP HCIIOJIb30BaK Oe3 monoaHuTenbHoi ounctku. ESI/APCI(+):281 (M+H).

Cramus 2. 1-(1H-Uumon-3-wmn)-2-((3-MeTokcupeHnIT)aMuHO )-2-(6-TpUPTOPMETIIT ) TUPUIUH-3-HIT)ITAHOH
MOJTydajl coryiacHo obmiel mpouenype K u3 cmecu 3-0eH3MI-5-(2-THAPOKCUAITHI)-4-METHITHA30INN XJIOPHIA
(0,135 r, 0,500 mmoup) u TpudTHITamMuHa (0,070 My, 0,505 mmons) B aTa”one (1,5 mi), TpeT-0yTri-3-gopmu-
1H-unpnon-1-kapbokcnnara (0,245 1, 0,999 mmonb) u pactBopa 3-meTokcH-N-((6-(TprdTOpMETHI) IUPUINH-3-
wn)MmetwieH)anuuna (0,999 mmons) B atanone (1 mur), HarpeBaembix npu 70°C Bcro HOub. O4ncTKON Quiemn-
xpoMartorpadueil Ha CHIIMKareie ¢ IpUMEHeHNEM TpaauenTa sTuianerata (15-70%) B renrane ¢ nmocieayomum
OCa)XIEHUEM M3 JUXJIopMeTaHa M renrtana nosydamu 0,125 T (29%) xenaeMoro coeAnHEHUs B BUJIE OSKEBOTO
TBepaoro Bemectsa. ESI/APCI(+): 426 (M+H). ESI/APCI(-): 424 (M-H). 'H SIMP (DMSO-d¢) & 12,28 (1H, br
s); 9,07 (1H, s); 8,96 (1H, s); 8,27 (1H, d); 8,17 (1H, d); 7,89 (1H, d); 7,50 (1H, d); 7,16-7,29 (2H, m); 6,96 (1H,
t); 6,67 (1H, d); 6,41-6,52 (2H, m); 6,36 (1H, d); 6,16 (1H, d); 3,65 (3H, s).

IIpumep 280. TMomyuenue 1-(6-prop-1H-urmon-3-mm)-2-((3-(2-THaApPOKCHITOKCH )-5-MEeTOKCU(DESHII )aMHUH-
0)-2-(peHnmITaHOHA.

1-(6-®Prop-1H-unn0ma-3-1m1)-2-((3-(2-ruApOKCUITOKCH) -5 -METOKCU(PEHIIT)aMUHO )-2-(DEeHUIIITAHOH IOy~
gaim corjacHo obmieit mponenype K u3 cmecu 3-6eH3MIT-5-(2-ruipoKCudTHN )-4-MeTraTHa30ymi xmopuaa (0,135
1, 0,500 Mmop) 1 TpudTIIIaMuHA (0,070 mut, 0,505 mmons) B atanone (1,5 M), TpeT-0yTHn-6-prop-3-hopMu-
1H-unnon-1-kapbokcunara (0,263 r, 0,999 mmons) u pactBopa 2-(3-(0€H3WIUACHAMHHO )-5-MEeTOKCU()EHOK-
cu)atadona (0,999 mmois) B stanone (1 mi), HarpeBaemblx npu 70°C Bcro HOYb. OYHCTKOH (urem-xpomaTo-
rpadueil Ha cHIIMKarene ¢ MpUMEHEHHEM IpaaueHTa stuianerata (5-50%) B qUXJIOpMeETaHe C IOCIeTyIOMNM
OCaXJIEHUEM U3 ANATHIIOBOTO 3¢upa nomydanu 0,025 r (6%) jxenaeMoro cOeAMHEHUS B BUJE OSKEBOTO TBEPIO-
ro Bemtectsa. ESI/APCI(+): 435 (M+H). ESI/APCI(-): 433 (M-H). 'H SIMP (DMSO-de) & 12,19 (1H, br s); 8,90
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(1H, s); 8,13 (1H, dd); 7,62 (2H, d); 7,12-7,35 (5H, m); 7,05 (1H, t); 6,34 (1H, d); 5,96-6,11 (3H, m); 5,71 (1H,
s); 4,78 (1H, t); 3,83 (2H, m); 3,64 (2H, m); 3,60 (3H, s).

IIpumep 281. IMonyuenne 1-(1H-ungom-3-mr)-2-((3-meTokcudeHn)aMuHO )-2-(MMUPUIa3HH-3 -1 )3TaHOHA.

Cramus 1. Cmech 3-metunmupunasuna (1,830 mi, 20,03 mmods), 6er3anbaeruna (4,080 mi, 40,08 MMoIb))
n xyopuaa muaka (0,546 t, 4,006 mMoup) HarpeBanu npu 150°C B TeueHue 2,5 4 B repMETH3UPOBAHHON TMPO-
oupxke. [Tocrme oxmakaeHUs 10 KOMHATHOW TEMIIEpaTyphl PEakIMOHHYIO0 CMECh pa30aBIsLTH AUXIOPMETAaHOM U
MPOMBIBANK |H. pacTBOpOM rHIpoKcHAa HaTpus. Opranndeckyro a3y KOHICHTPHPOBAIH IO/ CHIDKEHHBIM JaB-
neaneM. O4rcTKOH (rem-xpomaTorpaduell Ha CHIHKarene ¢ IpuMEHEHUEM TrpaauenTa stmnanerara (15-70%) B
quxyopMerane noiydanu 2,820 T (77%) 3-ctupunnupuaasuHa B Busie OJieIHO-KOPUYHEBOTO TBEPJOTO BEIECT-
Ba. ESI/APCI(+): 183 (M+H).

Cragust 2. Cmecp 3-ctupunnupugaszusa (0,600 r, 3,293 mmons), nepuiionata Hatpus (1,410 r, 6,592
MMoIb) U 2,5% pacTBopa TeTpaokcuaa ocMus B Tper-OytaHone (4,500 mui, 0,494 mMmonb) B cMecH anetoHa (6
MJI), TpeT-OyTaHona (6 M) u Bojbl (6 MII) TIepeMEIINBaId NIPY KOMHATHOW TeMIlepaTrype B T€UeHHE 2 CYTOK.
PeaknmonHyto cMmech GUIBTpOBaIM M (MIBTPAT KOHLUEHTPUPOBAIM IOJ CHIKCHHBIM AaBieHHeM. OYHCTKON
(em-xpomarorpadueil Ha cuiIMKareile ¢ MpUMEHEHHWeM TpaaneHTta >Tuianerata (15-70%) B muxmopmerane
nonygamu 0,264 r (74%) mmpupmazuH-3-KapOanpAeruna B BHIC CBETIO-KOPUYHEBOTO TBEPIOTO BEIECTBA.
ESI/APCI(+): 109 (M+H).

Cramus 3. PactBop 3-merokcu-N-(mupuaa3uH-3-WIMETHICH))aHWINHA B dTaHOJE TOIyJaJld MyTeM Harpe-
BaHUs pacTBopa mupuma3uH-3-kapbampaeruaa (0,108 r, 0,999 mmons) u Mera-amm3uamna (0,112 mu, 1,000
MMoutb) B dtanodie (1 M) mpu 60°C Bcio HOUb. OOpa3oBaHKe UMHUHA OBIJIO KOJMYECTBEHHBIM M PACTBOP HCITOJIb-
3o0Banu 6e3 momonuuTenapHOI ounctku. ESI/APCI(+):214 (M+H).

Cramus 4. 1-(1H-Unnon-3-mn)-2-((3-meTokcndennn)aMnHo)-2-(TMpruaa3nH-3-WI)3TaHOH TI0JTy4Yald Co-
racHo obmeit mponenype K w3 cmecu 3-0eH3mn-5-(2-ruapoxcudti)-4-metmnruazonuii xinopuga (0,135 T,
0,500 mmoup) u TpudTIIiamuHa (0,070 mi, 0,505 mmons) B aTanone (1,5 mi), TpeT-0yTii-3-hopmiut-1 H-unmon-
1-xap6okcuinara (0,245 1, 0,999 mmMons) n pactBopa 3-merokcu-N-(upunasus-3-unmerwieH)anmimHa (0,999
MMoJIb) B 3Tanose (1 mi), HarpeBaembix mpu 70°C Bcro HOUL. OUNCTKOM Quieni-xpoMarorpadueii Ha CuIrKaresne
¢ IpUMEHEeHHEM TpaauenTa sTmianerata (15-70%) B iuxiopMeTane ¢ HOCIEAYIONINM OCKICHUEM U3 dTHIIAIe-
taTa nomrydanu 0,080 r (22%) sxemaemoro coequHEeHUs B Buae OexxeBoro TBepaoro Bemectsa. ESI/APCI(+): 359
(M+H). 'H IMP (DMSO-dg) & 12,22 (1H, br s); 9,11 (1H, d); 8,83 (1H, s); 8,12 (1H, m); 7,78 (1H, m); 7,66
(1H, dd); 7,50 (1H, d); 7,16-7,30 (2H, m); 6,96 (1H, t); 6,68 (1H, d); 6,39 (3H, m); 6,17 (1H, d); 3,65 (3H, s).

ITpumep 282. IMonyuenne 2-((3-(TuapoxkcuMeTin)-S-MeTokcupeHmT)aMuHo)- 1 -(7-metwi- 1 H-uanon-3 -mm)-
2-peHnIITAaHOHA.

2-((3-(I'mapoxcumeTwin)-5-MeTokcupeHmT)aMuHo)- 1 -(7-metnin- 1 H-urmon-3-ni)-2-peHundTanoH  moJryda-
1M corniacHo o6ei npoueaype K u3 cmecn 3-6en3un-5-(2-ruapoxcnatui)-4-metunruazonuit xyiopuna (0,135 r,
0,500 mmonb) u TpuaTHIaMuHa (0,070 i, 0,505 mmons) B stanone (1,5 mi), Tper-0yTHi-3-hopMuII-7-METHI-
1H-unpnon-1-kapbokcnmara (0,259 r, 0,999 mmons) m pactBopa (3-(OeH3MIMIEHAMHHO)-5-MeTOKCHDe-
Hun)MeraHona (0,999 mmons) B sraHone (1 wmi), HarpeBaembix mpu 70°C Bcio HoYb. OuMCTKOM (uem-
XpoMartorpadueil Ha CHIIMKarelie ¢ MpUMEHCHHEM rpaaneHTa stwianerara (5-50%) B AuxjiopMeTaHe ¢ mocie-
IYIOUMM ocakaeHneMm m3 stmnarerata nomydamn 0,080 r (20%) kemaeMoro coeaIMHEHHS B BUAE OEKEBOTO
TBeporo Bemectsa. ES/APCI(+): 401 (M+H). ES/APCI(-): 399 (M-H). 'H SIMP (DMSO-dg) & 12,08 (1H, br s);
8,87 (1H, d); 7,98 (1H, d); 7,63 (2H, d); 7,22-7,33 (2H, m); 7,12-7,22 (1H, m); 7,03-7,11 (1H, m); 6,96-7,03 (1H,
m); 6,41 (1H, s); 6,22-6,32 (2H, m); 6,07-6,17 (2H, m); 4,97 (1H, t); 4,30 (2H, d); 3,62 (3H, s); 2,47 (3H, s).

[Tpumep 283. TMonyaenne 2-((2,6-mumeToKCHITHPUANH-4-111)aMuHO )- 1 -(1 H-urmou-3-nm)-2-pernniTanona.

2-((2,6-InmeToxcunupuarnH-4-1mi1)amMuHo )- 1 -(1 H-urmon-3-un)-2-GpeHrmmITaHoH  TIodydaid COTIacHO 00-
meit nponenype E u3 2-6pom-1-(1H-uagon-3-mn)-2-pennmatanona (0,042 r, 0,134 mmons) u 2,6-TUMETOKCH-4-
nmupuauHamuHa (0,103 1, 0,668 MMonb) B aneronurpuie (0,6 M), 00IydaeMbIX B MHKPOBOJIHOBOW MEYH INPH
100°C B Teuenne 30 mun, npu 120°C B Teyenue 15 mun n npu 130°C B teuenue 35 mun. OuncToi Quemn-
xpoMartorpadueil Ha CHIMKaresie ¢ NpUMEHeHNeM rpaaneHTa stunanerara (20-60%) B rentane nomyyanu 0,021
r (41%) ’eaemMoro npoaykTa B Buze Genoro nopomka. ES/APCI(+): 388 (M+H). ESI/APCI(-): 386 (M-H). 'H
SAMP (DMSO-dg) 6 12,16 (1H, br s); 8,88 (1H, d); 8,15 (1H, d); 7,61 (2H, m); 7,45 (1H, d); 7,1-7,35 (7H, m);
6,13 (1H, d); 5,85 (2H, s); 3,69 (6H, s).

Mpumep 284. Ilomywyenue 2-((3-(rumpoxcumerni)-5S-metokcuperunna)amuno)-1-(1H-nanon-3-mn)-2-(6-
METWINHUPUANH-3 -1 )dTaHOHA.

Cramus 1. PactBop (3-meTokcu-5-(((6-MeTHIIMTAPUANH-3-11)METHIICH))aMUHO )(eHIIT)METaHOIa B dTaHOJIE
MoJTydajy TyTeM HarpeBaHus pacTBopa 6-proprmkoruHampreruaa (0,098 r, 0,809 mmons) u (3-amMHHO-5-
Metokcudenmn)meranona (0,124 r, 0,810 mmons) B atanose (0,7 M) npu 60°C B Teuenune 24 4. ObpazoBaHue
“MHUHA OBITO KOJMYECTBEHHBIM H PACTBOP HCIOJB30Bamu 0Oe3 mormosHuTenbHONH ouucTku. ESI/APCI (+): 257
(M+H).

Cramust 2. 2-((3-(I'mmpoxcumeTnin)-5-meTokcudenmn)amuno)- 1-(1 H-unmon-3-nn)-2-(6-metunnupuaus-3-
WJT)3TaHOH TOJTy4ali corylacHo oOeit npoueaype K u3 cmecn 3-0eH3min-5-(2-rugpokcuaTiin)-4-MeTHIITHA30J1-3 -
uit xaopuna (0,110 1, 0,408 mmois) u TpudTHIamuaa (0,080 M, 0,574 mmons) B atanoue (0,5 mi), TpeT-OyTHii-
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3-dopmun-1H-nunon-1-kapookcunara (0,210 r, 0,856 MMoib) u pactBopa (3-MeTokcu-5-(((6-MeTHInupuauH-3-
wi)MeTHIeH)aMuHo )penun)meranona (0,809 MMors) B atanose (1 mi), HarpeBaembix ipu 60°C B TeueHue 96 u.
Octarox oummanu Qruem-xpoMaTorpadueil Ha CHIMKareie ¢ NMpUMEHEHHEeM rpaaueHTa Meranona (1-15%) B
sTunanerate. JOMoTHUTENLHON OYNCTKOM duenm-xpoMmarorpadrell Ha CHIMKareje ¢ MPUMEHEHHUEM TpaJucHTa
metanona (0-5%) B stmnanerare momydanu 0,056 r (17%) xemaemoro coenunenus. ESI/APCI(+): 402 (M+H).
ESI/APCI(-): 400 (M-H).

Ipumep 285. Tlomywuenuwe 2-(5-bropmupuaun-3-mn)-1-(1H-uamon-3-mm)-2-((3-MeTokcupeHn )aMu-
HO)3TaHOHA.

Cranmus 1. Pactop N-((5-dpropnupuauH-3-uia)MeTnIeH)-3-METOKCHAHWIINHA B 9TAHOJIE MOJYYaIH ITyTeM
HarpeBaHusi pactBopa S-dropankorunanpieruna (0,125 r, 0,999 mmons) n mera-anmsuauna (0,112 mu, 1,000
MMoub) B 9Tanode (1 mur) npu 60°C Bcro Houb. OOpa3oBaHKe IMHHA OBIIO KOJMYECTBEHHBIM U PAaCTBOP MCIOJb-
3o0Banu 6e3 momonuuTeapHOM ounctku. ESI/APCI(+):231 (M+H).

Cragusa 2. 2-(5-Oropmupunus-3-mn)-1-(1H-unmon-3-mn)-2-((3-MeTOKCH()ESHIUIT)aMIHO )3TaHOH TTOTyJaH
coracHo obmei npouenype K u3 cmecu 3-0eH3min-5-(2-runpokcustin)-4-metmwiruasonuit ximopumga (0,135 T,
0,500 mmoip) u TpraTHIamuHa (0,070 M, 0,505 mmois) B aTanone (1,5 mi), TpeT-0yTnin-3-hpopmui- 1 H-urmon-
1-kap6okcunata (0,245 r, 0,999 mmons) u pactBopa N-((5-hTopmupuanH-3-WIT)METHIICH)-3-METOKCHAHIITHHA
(0,999 mmoup) B aTanone (1 mi), HarpeBaembIx mpu 70°C Bcro HOub. OUUCTKOM ¢uiem-xpomarorpadueii Ha ch-
JIMKarene ¢ mpuMeHeHneM TrpaauenTa stuinanerata (15-70%) B muxiopMeTraHe ¢ MOCIeIyIoImnIM OCaXKICHIEM 13
maTIIoBoro s¢upa noxyganu 0,161 r (43%) xemaemMoro coennHEHHS B BHIE O€KEBOTO TBEPAOTO BEIIECTBA.
ESI/APCI(+): 376 (M+H). ESI/APCI(-): 374 (M-H). 'H SIMP (DMSO-d) & 12,26 (1H, br s); 8,95 (1H, d); 8,78
(1H, s); 8,43 (1H, d); 8,17 (1H, d); 7,91 (1H, d); 7,50 (1H, d); 7,15-7,29 (2H, m); 6,96 (1H, t); 6,58 (1H, d);
6,40-6,50 (2H, m); 6,27 (1H, d); 6,16 (1H, d); 3,65 (3H, s).

[Mpumep 286. DnantrnomepHbIM paszaeienueM 1-(5-drop-1H-unnon-3-wmm)-2-(6-MeTOKCUIUPHUINH-3-1T)-2-
((5-meTokcHnUpHUIMH-3-MI1)aMUHO)3TaHOH Tonydanu (-)-1-(5-¢rop-1H-unmon-3-ni)-2-(6-MeToOKCUNIUPHUIUH-3 -
wi)-2-((5-MeToOKCHNUPHINH-3-1i1)aMHHO)3TaHOH | (+)-1-(5-drop-1H-unnon-3-mi)-2-(6-MeTOKCHITUPHUIMH-3 -
wi)-2-((5-MeTOKCHIIMPHU IUH-3-H1J1)aMHHO )3TaHOH.

1-(5-®rop-1H-nnnoma-3-mn)-2-(6-MeToKCUITUpUANH-3 -1 )-2-((5-METOKCUTTMPHUMH-3 -1JT)aMHHO )3 TaHOH
(0,064 1) pazgensui Ha €ro SHaHTHOMEPHI U ounany npenaparnBHoil BOXX (komonka ChiralPak; cioco6 6).
Ipu 31X yenoBusax momydanu 0,015 r Gonee GpIcTpo 3MroMpyromero sHanTuomepa (t, = 9,7 mus; 3. . = 90%) u
0,013 r Oonee MeATICHHO MIOMPYIOMIETo SHaHTHOMepa (t, = 12,5 muH; 3. 1. = 96%).

I[pumep 287. DuHantuomepHbiM pasgenenueM  1-(1H-wHm0m-3-11)-2-((3-METOKCH(ESHIIT)aMITHO )-2 -
(mupazono[ 1,5-aJmupunua-2-wn)stadona  monydanud  (-)-1-(1H-wuamon-3-nm)-2-((3-MeTokcudeHw)aMiuHO )-2-
(rmpazomno[ 1,5-a]mupuanH-2-mn)3TaHOH u (+)-1-(1H-mamom-3-mi)-2-((3-MeTOKCU EHUIT)aMUHO ) -2 -
(rmpazono[ 1,5-a]lnupuauH-2-1i1)3TaHOH.

1-(1H-Uupon-3-un)-2-((3-MeTokcueHmn)aMmuno)-2-(nupaszono[ 1,5-aJmupuaun-2-mwn)stanon (0,029 )
pa3zensuii Ha ero SHaHTHOMEPHI U ounInany npenaparusHoii BOXKX (komonka ChiralPak; crioco6 7). Ipu atux
yenoBusix nonyvanu 0,008 r Goee OvIcTpo 3mmroupyromiero sHaHTHOMepa (t, = 9,3 muH; 2.1u. = 98%) n 0,008 r
0oJiee MEIUICHHO MITIOUPYIONIETO dHaHTHOMepA (t, = 12,9 MuH; 3.1. = 94%).

IMpumep 288. DuanTHOMEpHBIM pazneneHueM 2-((3,5-nmuMeroxcudenmn)amuno)-1-(1H-uagon-3-mr)-2-
dbennmTanona nonydanu (-)-2-((3,5-amumerokcudennn)amuno)-1-(1 H-uamon-3-nmn)-2-peranmytranon u (+)-2-
((3,5-mumetokcudennn)amMuno )- 1 -(1 H-urmosn-3-nn)-2-permnaTanoH.

2-((3,5-umeroxcudenwn)amuto)- 1 -(1 H-unmgon-3-un)-2-penmmranon (0,050 r) pa3mensui Ha ero dHaH-
THOMepHI M oumnmanu npenaparuBaoit BOXKX (komonka ChiralPak; crioco6 7). Ilpu 3THX yCIOBUSAX MOTyYayH
0,016 r 6omee GpIcTpO AMIOUpYIOIIETO YHaHTHOMEpa (t, =8,1 MuH; 3.11. = 96%) u 0,012 r Gonee MeIICHHO IITIOH-
pyrotero sHanTHOMEpa (t, = 17,9 MuH; 3.1. = 96%).

Ipumep 289. IMonyuenue 2-(6enzo[d]okcazon-2-mn)-1-(1H-unmon-3-mn)-2-((3-MeTOKCU(SHUIT)aMUHO )3Ta-
HOHa.

Cragus 1. PactBop 2-metmmbenso[d]okcazoma (1,020 r, 7,661 mmonb) m N,N-gumerunpopmMamu-
muvetwtanerans (1,230 r, 10,32 mmons) B DMF (8 mi) Harpeanu npu 140°C B Teuenune 18 4. PeakumoHHyro
CMeCh KOHIICHTPHPOBAJIH IO/ CHI)KEHHBIM AaBiicHHeM ¢ noiayuenuem 1,170 r (81%) 2-(6en3o[d]okcazon-2-mi)-
N,N-IMMETHIPTCHaMIHHA B BHJE KOPHYHEBOro TBepmoro BemectBa. ESI/APCI (+): 189 (M+H). 'H SIMP
(DMSO-dg) & 7,64 (1H, d); 7,42 (1H, d); 7,38 (1H, d); 7,19 (1H, t); 7,09 (1H, t); 5,00 (1H, d); 2,95 (6H, s).

Cramus 2. K pactBopy 2-(6en30[d]okcazon-2-mm)-N,N-mumermmrenamuna (0,233 1, 1,238 mmoins) B THF
(3,8 ™), marpeBaemomy nipu 45°C, moGaBmsmu 1M pactBop mepuiiomara Hatpus B Boxe (3,800 mur, 3,800
MMoJIb). Peakimonnyto cmech mepemermmBanu npu 45°C B teuenue 1 4. Tlocne oxmaxaeHUs A0 KOMHATHON
TEeMIIepaTyphbl 0CaZOK (PHIBTPOBAIN M MPOMBIBAIK dTHIAieTaToM. OuiIsTpaT mpombBamu 1M pactBopom OH-
kapOoHata Hatpus. Opranudeckyio (azy cymmnu Hax cyab(aroM MarHus, GUIBTPOBAIA U KOHIEHTPHUPOBAIH
MOJ CHIKEHHBIM JHaBiieHueM. OuncTKOoH (renr-xpomarorpadueil Ha CUIMKaresie ¢ NPUMEHEHHEM IpaJucHTa
stmnanerata (0-25%) B renrane nmomydanu 0,079 r (43%) Genzo[d]okcazon-2-kapOanpaernaa B BUIE JKEITOTO
macma ESI/APCI (+): 148 (M+H). 'H SIMP (DMSO-d) & 9,92 (1H, s); 8,02 (1H, d); 7,93 (1H, d); 7,67 (1H, t);
7,56 (1H, t).
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Cragus 3. PactBop N-(6en30[d]okcazon-2-miIMeTUICH)-3-METOKCHAHWINHA B 3TAaHOJE MONyYald MyTeM
HarpeBaHusi pactBopa 6en3o[d]okcazon-2-kapoansaeruaa (0,100 r, 0,680 mMonb) u 3-merokcnannnuHa (0,078
M1, 0,698 MMoip) B aTanone (0,5 M) mpu 60°C B Teuenne 5 4. OOpa3oBaHre UMHHA OBUIO KOJUYECTBEHHBIM U
pacTBOp UCTIOIB30BaH O0e3 gonoaHuTebHoN ouncTku. ESI/APCI (+): 253 (M+H).

Cramus 4. 2-(benzo[d]okcazoun-2-un)-1-(1 H-uagon-3-mm)-2-((3-MeToKCH()EHMIT)aMIHO )3TAHOH  TTOTYJIalInd
coriacHo obmieit nponenype K u3 cmecu 3-6eH3mI-5-(2-rHAPOKCUITHN )-4-MeTHATHA30J1-3-uit xmopuaa (0,095 r,
0,352 mmomp) u TpraTHiIamuHa (0,070 M, 0,502 mmois) B aTanose (0,5 mi), TpeT-0yTui-3-dpopmui- 1 H-urmos-
1-kap6okcunara (0,189 1, 0,771 mmons) u pactBopa N-(6eH30[d]okcazon-2-wiMeTnseH)-3-MeTOKCHAaHUITHHA
(0,680 mmozp) B aTaHone (1 M), HarpeBaeMbIx 1pu 60°C B Teuenue 16 4. Ounctkoli Guem-xpomaTorpaduei Ha
CUITMKarejie ¢ MpUMEHEHHEeM TpaaueHTa dtmnanerara (50-100%) B rentane ¢ MOCIEAYIOMIAM OCAKICHUEM U3
meranosia monydaan 0,028 r (10%) sxemaeMoro coemMHEHHS B BHIE JKEJITOTO TBEPJOrO COCIAMHEHUS.
ESI/APCI(+): 398 (M+H). ESI/APCI(-): 396 (M-H).

Mpumep 290. Ilomywyenue 2-((3-merokcudenmn)amuno)-1-(7-mermn-1H-nanomn-3-mn)-2-(nupaszonol[1,5-
a|nupuaNH-2-11)3TaHOHA.

2-((3-Metokcudenun)amuHo)- 1 -(7-metun- 1 H-uaaon-3-wmm)-2-(mmpazono[ 1,5-a|nupuanH-2-mn)3TaHoH  110-
Tydanu corjacHo obmieit nmponenype K u3 cmecu 3-6eH3mI-5-(2-THAPOKCUITHN )-4-METUITHA30J-3-Ui XJIOpUIa
(0,095 1, 0,352 mmoutp) u TpudTHIamMuHa (0,070 mut, 0,502 Mmmons) B aTanose (0,5 i), TpeT-0yTHi-3-hopmm-7-
meTwi- 1 H-uanon-1-kap6okcunara (0,195 1, 0,752 MmMois) u pactBopa 3-MeTokcu-N-(mupazono[ 1,5-a]mupuauna-2-
nnMetrteH JanwiHa (0,704 Mmmons) B 3tanose (1 mir), HarpeBaeMbix Tipu 60°C B Tedenue 16 4. OuucTroi ¢uiern-
xXpoMaTorpadueil Ha CHIIMKarese ¢ mpuMeHeHneM TrpanuenTa stunarerara (10-60%) B renrane momyganu 0,034 T
(12%) xemaemoro coequHeHus B Bue sxkentoro Macia. ESI/APCI(+): 411 (M+H). ESI/APCI(-): 409 (M-H).

IMpumep 291. IMonyuenue 1-(6enso[d]nzoxcazon-3-mn)-2-((3-meTokcueHHIT)aMHHO )-2-(HEeHUIITAHOHA.

Cranus 1. K pactBopy 6en30[d|u3okcazon-3-kapoonosoii kuciots (0,500 r, 3,065 mmoms) B THF (20 M)
nobasisuir N,O-mumetmwiaruapokcmwiamMuna ruapoxiopun (0,359 r, 3,680 mmonb), 1-(3-IUMEeTHITIAMAHOIPOTIIL )-
3-strnkapooaummuna ruapoxiopun (1,180 r, 6,155 mmons) u mupuaud (0,500 mi, 6,195 mmons). Peaknmon-
HYIO CMECh IIepeMEeIINBalI IPU KOMHATHOW TEMIIEpaType BCIO HOUb W KOHIIGHTPHUPOBAIH ITOJT CHIDKEHHBIM JaB-
JICHHUEM.

OcTaTok pasnensui Mexry dTunaneratoM. @assl pazaensum. Opraandeckyio a3y KOHICHTPHPOBAJIH ITO]T
CHIDKEHHBIM JaBieHneM. OYHCTKO# (iem-xpomaTorpaduei Ha CHIIMKareie ¢ IPUMEHEHHEM T'paJuceHTa dTHII-
arerata (5-50%) B rentane momydanu 0,225 1 (36%) N-meTokcu-N-metuinoden3o[d]n3okcazon-3-kapOokcamuia
B BHJIe Oenoro TBepaoro BemiectBa. ESI/APCI(+): 207 (M+H).

Cranus 2. K pactBopy N-merokcu-N-metunoenso[d]u3okcason-3-kapookcamuaa (0,100 r, 0,485 mmons) B
THF (5 mu), oxnaxxnenanomy 1o 0°C, nob6asisanu 1M pactBop Oensunmarnuiixiopuaa B THF (1,450 mu, 1,450
MMoIb). Peaknmonnyro cMmechk nepememnmBaiy npu 0°C B TeyeHne 2 4 M IPU KOMHATHOW TEMIIEpaType BCIO
Houb. [Tocne oxmaxaenus no 0°C peakiuro racuin 100aBjIeHUEM BOABL. PeakIIMOHHYIO CMECh 3KCTParupoBajn
stwnaneratoM. OpraHudeckyro (azy KOHICHTPHUPOBAJIM TIOJ] CHIKEHHBIM JaBiieHHeM. OuucTKoW Qurem-
xpomarorpadueii Ha cuIHKarele ¢ IPUMEHEHUEM rpaucHTa dTmwianetara (2-20%) B renrane noxyvanu 0,052 T
(45%) 1-(6en3o[d]m3okcazon-3-un)-2-heHnnITaHoHa B Buae OexkeBoro TBepaoro BemecTBa. ESI/APCI(+): 238
(M+H). ESI/APCI(+): 236 (M-H).

Cramus 3. 1-(benso[d]u3okca3oi-3-ni)-2-6poM-2-heHUIITAaHOH TIOJTydajl COTIacHO o0Iiel mporuenype P
n3 pactBopa 1-(6en3zo[d]u3okcazon-3-min)-2-pernnnstanona (0,080 r, 0,337 mmoinn) B THF (3,5 M) u pactBopa
dbennnrpumeTmiaMmonuii Tpudbpomuaa (0,140 r, 0,371 mmons) B THF (4,5 mu). Peaknmonnyro cMech miepeme-
mmBany npu 0°C B Tedenne | 4 M Ipu KOMHATHOW TeMIiepaType BClo HO4Yb. OUHCTKOH ¢urem-xpomaTorpaduei
Ha CHWJIHMKareje ¢ TpHMEHEHHWEM TpagueHTa stwianerara (2-20%) B renrane nomydamu 0,092 r (86%) 1-
(6en3o[d]uzokca3omn-3-mi)-2-0poM-2-heHITITAHOHA B BHJIC JKEJITOTO TBEPIOTO COCIHMHCHUS.

Cranus 4. 1-(benso[d]u3okcazomn-3-mn)-2-((3-MeTOKCUPESHIT)aMUHO )-2-(DEHUIITAHOH TTOJTYYaId COTIACHO
o6mei npouenype E u3 1-(6enso[d]uzokcazon-3-mi)-2-6pom-2-denmmstanona (0,044 1, 0,114 Mmmoins) U MeTa-
anmzuanHa (0,127 M, 1,134 Mmmoins) B ateronurpuie (0,5 M), 00rygaeMbIx B MEKpOBOJTHOBOH rreun mipu 100°C
B TeueHue 15 muH. O4ncTkol ¢uem-xpoMarorpadueii Ha cuiIuKaresie ¢ MpUMEHEHHEM TPaJMeHTa dTUIareTarTa
(2-40%) B remrane ¢ mocieyIoMend ogucTKoN npenapatuBHOi BOXKX (xononka XBridge; crmoco6 1) momyganu
0,004 r (9%) xemaeMoro coemMHEHUS B BHE kentoro TBepaoro coeaunenus. ESI/APCI(+): 359 (M+H).

IMpumep 292. Tlomydenue 2-((3-(2-THAPOKCUITOKCH)-S5-METOKCUPEHIIT)aMUHO)-1-(7-meTwn-1H-uamomn-3-
n)-2-heHnI3TaHOHA.

2-((3-(2-I'mmpokcHITOKCH)-5-MeTokcueHnI )aMHuHO )- 1 -(7-meTun- | H-unmon-3-un)-2-peHmmTaHOH  TTOTy-
yanm coriacHo oomiei mponenype K u3 cmecu 3-6eH3min-5-(2-runpokcustn)-4-metmwituaszonuit xiopuaa (0,135
r, 0,500 Mmouts) n TpuaTHIIaMuHa (0,070 Mit, 0,505 MMmois) B aTanone (1,5 mi), Tpet-OyTmi-3-popmui-7-meTni-
1H-unpnon-1-kapbokcnnara (0,259 1, 0,999 mmons) m pacrBopa 2-(3-(0€H3WIMICHAMHHO)-5-METOKCH()EHOK-
cu)atadona (0,999 mmons) B aranone (1 mi), HarpeBaeMbix npu 70°C Bcito HOoub. OcTaTok ouHmany ¢Jier-
XpoMmaTtorpadueil Ha CHIMKareie ¢ IpUMEHEHHeM rpajinenTa stuinanetara (5-50%) B nuxmnopmerane. JomomHu-
TENBHOM OYMCTKOH (uen-xpoMaTorpaduell Ha CHIMKaresie ¢ MpUMeHeHHeM TpaauenTa stuinanerata (30-100%)
B TeITaHe ¢ TMOcieayromne ounctkoi nmpenapatusHoit BOXKX (komonka XBridge; crioco6 1) momyuganm 0,012 r
(3%) xemaemoro coenuHeHus B Buae 6enoro TBepaoro BemiectBa. ESI/APCI(+): 431 (M+H). ESI/APCI(-): 429
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(M-H). 'H SIMP (DMSO-dg) & 12,09 (1H, br s); 8,89 (1H, d); 7,98 (1H, d); 7,62 (2H, d); 7,22-7,36 (2H, m);
7,13-7,22 (1H, m); 7,03-7,11 (1H, m); 6,95-7,03 (1H, m); 6,32 (1H, d); 6,10 (1H, d); 6,05 (2H, br s); 5,71 (1H,
s); 4,78 (1H, t); 3,83 (2H, m); 3,62-3,71 (2H, m); 3,61 (3H, s); 2,48 (3H, s).

IMpumep 293. Ilomyuyenne 2-((3-meToKCU]EHMIT)aMUHO)-2-(6-MeTOKCHIUpUANH-3 -1i)-1-(7-metnn-1H-
WH0J-3-1IT)3TaHOHA.

2-((3-MeTokcudenmn)aMiuHo )-2-(6-Me TOKCUITUPUANH-3 -1 )- 1 -(7-MeTnn- | H-uHmon-3-un)3TaHoH  ToJryda-
U cornmacHo obmei mporeaype K m3 cmecn 3-0eH3MIT-5-(2-TUAPOKCHUATII)-4-METHITHA30JI-3-0Ui  XJIOpUIa
(0,126 T, 0,467 mmoutp) u TpudTHIamMuHa (0,090 mut, 0,646 Mmmons) B 3Tanose (0,5 i), TpeT-0yTHi-3-hopmm-7-
metwi- 1 H-uanon-1-kap6okcunata (0,241 r, 0,929 mmonb) u pactBopa 3-MeTOKCH-N-((6-METOKCHTTAPHUINH-3-
nn)Merwien)anwmaa (0,875 MMonp) B atanosie (1 mur), HarpeBaembix nipu 60°C B TedeHune 98 4. OumcTkoi
(nem-xpomarorpadueil Ha cuIMKareyie ¢ MpUMEHEHHEM rpajuenTa dTminanerata (0-50%) B renrane moydana
0,055 r (16%) >xemaemoro coeauHeHusi B Buue Oenoro TBepmoro BemiectBa. ESI/APCI(+): 402 (M+H).
ESI/APCI(-): 400 (M-H).

[Mpumep 294. Ionyuenue 2-(6-proprmpuann-3-mi)-2-((3-(THAPOKCUMETHIT)-5-METOKCU(EHIIT)aMHHO)- 1 -
(1H-uHD07-3-11)3TaHOHA.

Cramus 1. PactBop (3-(((6-pTopmmpuanH-3-mi1)METHIIEH ) aMHHO )-5-MeTOKCH(DEHMIT)METaHOIa B JTaHOJIE
MoJTydajl TyTeM HarpeBaHus pacTBopa 6O-proprmkoruHampreruaa (0,110 r, 0,879 mmons) u (3-amMHHO-5-
Metokcudermn)meranona (0,140 r, 0,914 mmoins) B sTanone (0,5 mi) nmpu 60°C B Teuenue 5 4. OOpazoBaHue
“MHHA OBUTO KOJMYECTBEHHBIM M PACTBOP HCIOJb30Banu Oe3 momosHuTenbHON ouucTku. ESI/APCI (+): 261
(M+H).

Cramus 2. 2-(6-®roprmmpuann-3-un)-2-((3-(ruapokcumeTnin)-5-MeTokcrpennia)aMuno )- 1 -(1 H-uamon-3-
WJT)3TaHOH TOJTy4ali corylacHo oOeit npoueaype K u3 cmecn 3-0eH3min-5-(2-rugpokcuaTiin)-4-MeTHIITHA3011-3 -
uit xnopuna (0,121 1, 0,448 mmons) u TpudTHamuaa (0,090 mi, 0,646 Mmons) B ataroue (0,5 M), TpeT-0yTHii-
3-dopmun-1H-nunon-1-kapbokcunara (0,235 1, 0,958 mmons) n pactBopa (3-(((6-¢pTOpHIHPHINH-3-HIT)METH-
JIeH)aMHHO)-5-MeTokcudenun)meranona (0,879 Mmmoip) B aTanose (1 mi), HarpeBaembix npu 60°C B Teuenue 16
4. OcraTok ouninany ¢ienr-xpomarorpadueli Ha CHIMKaresie ¢ HpUMeHeHneM rpanuenTa stmnanerara (0-100%)
B renTaHe. JIONONHUTENEHON OYMCTKON (urem-xpomartorpadueil Ha CHIIMKarese ¢ IpUMEHEHHEM TpaJieHTa Me-
ta”Hoia (0-4%) B muxmopmerane monydanu 0,038 r (11%) xemaemMoro coeguHEHHS B BHAE KEITOTO Macia.
ESI/APCI(+): 406 (M+H). ESI/APCI(-): 404 (M-H).

IIpumep 295. Tlomyuenue 1-(5-prop-1H-urmon-3-nm)-2-((3-(THapoKCUMETHIT)-5-METOKCU(DEHUIT)aMUHO )-
2-(mupuIuH-3-1T)TaHOHA.

1-(5-®@Top-1H-nnn0ma-3-1m1)-2-((3-(THApOKCUMETHIT ) -5 -Me TOKCH (D SHIIT ) aMITHO ) -2 -(TTUPUAMH-3 -1 )3TAHOH
TOJTy4YajIl CoriiacHo obmieit mponenype L 3 cMecn 3-0eH3MI-5-(2-THAPOKCUITHN )-4-METHIATHA30I-3-UH XJIOpH-
na (0,126 T, 0,467 mmonb) u TpusTHIaMuHa (0,100 M, 0,717 mMois) B atanoste (0,5 min), TpeT-0yTHi-5-¢pTop-3-
¢opmmi-1H-nnnon-1-kapbokemnara (0,259 r, 0,984 wmmonp) u  pactBopa (3-mMeTokcH-5-((mMpuIMH-3-
wIMeTnIeH )aMuHo ) permn)Mmeranona (0,953 Mmons) B aTanosne (1 mi), HarpeBaemsix npu 60°C B Teuenue 96 u.
Ouncrkoii ¢em-xpomarorpadueil Ha cuimkarene ¢ MpuMeHeHHeM rpaanenta Meranona (0-7%) B auxiopme-
TaHe C MOCIEAYIOIUM OCaXIeHneM U3 AUXJop MeraHa noiydanu 0,100 r (26%) xenaeMoro coeTMHEHHS B BUIE
6enoro TBepaoro Bemectsa. ESI/APCI(+): 406 (M+H). ESI/APCI(-): 404 (M-H).

IIpumep 296. Ionyuenne 2-((3,5-mumeTokcudenmn)amuno)- 1 -(1H-unmon-3-mum)-2-(6-Me TOKCUTApUInH-3 -
WIJT)9TaHOHA.

2-((3,5-IumeTtoxcudenwn)amuto)- 1 -(1 H-unmon-3-uim)-2-(6-Me TOKCHITUPUANH-3 -1 )ITAHOH TIOTyYald CO-
rimacHo obmieit nporenype K u3 cmecn 3-0eH3mi-5-(2-ruapokcud T )-4-mMetuaTra3on-3-ui xmopuna (0,125 r,
0,463 MmMoup) u TpraTHIamuHa (0,090 M, 0,646 Mmois) B aTanose (0,5 mi), TpeT-0yTnin-3-dpopmui- 1 H-urmo-
1-kapOokcmnata (0,260 1, 1,060 mmons) u pactBopa 3,5-muMeTokcu-N-((6-METOKCHUITAPHINH-3-UIT)METH-
nen)anunuaa (0,912 mmons) B atanone (1 i), HarpeBaemsix ipu 60°C B Teuenue 16 4. Jlodasisum Tper-OyTHi-
3-dopmun-1H-nunon-1-kapookcunar (0,127 1, 0,518 MMonb) M peakIMOHHYIO cMech HarpeBaiu npu 60°C B
Teuenne 24 4. OunucTkoil ¢urem-xpomarorpadueil Ha cuKarene ¢ IpUMEHEHHEM TpaauenTa stunanerara (10-
60%) B renTaHe c mocieayromei ouncTkoi npenaparuBHoii BOXKX (komonka XBridge; crioco6 2) momywanu
0,008 T (2%) >xeaeMOro COeTMHEHHS B BHJC KOPHYHEBOT'O TBEPIOTO BEIIECTBA.

ESI/APCI(+): 418 (M+H). ESI/APCI(-): 416 (M-H).

IMpumep 297. Tlonyuenme 2-((3-(2-THAPOKCHUITOKCH)-5-MeTOKCUpeHMT)aMuHO)-1-(1 H-uanomn-3-mr)-2-
(rupazomno[ 1,5-a]mupuanH-2-1un)3TaHOHA.

Cramus 1. PactBop 2-(3-Merokcu-5-((upa3zoinol 1,5-a|nupuanH-2-uIMeTHICH )aMIHO )()€HOKCH )3TaHOJIa B
JTaHOJIE TOJIyYaliy IMyTeM HarpeBaHus pacTBopa mnupaszoio[l,5-a]mupuann-2-kapbansaeruma (0,073 1, 0,499
MMOJIb) U 2-(3-amMuHO-5-MeTokcu(perokcu)sTanona (0,092 r, 0,502 mmons) B 3tanoie (1 M) mpu 60°C B Teue-
HHe 6 4. OOpa3oBaHKNe MMHHA OBUIO KOJIMYECTBEHHBIM M PACTBOP HCIIOJIB30BAIN 0€3 IOMOIHUTEIBHOW OUYMCTKH.
ESI/APCI(+):312 (M+H).

Cramus 2. 2-((3-(2-TmnpoxcudToken)-S-metokcupernit)amuHo)- 1 -(1H-unnomn-3-mm)-2-(nupaszono[ 1,5-
a]MUpUAMH-2-MIT)3TaHOH TOJTydalld coryiacHo obmeit nponenype K u3 cmecn 3-0eH3uin-5-(2-runpokcuaTii)-4-
MeTraTHazomi xnopuaa (0,067 r, 0,248 mmons) u TpudTriaamuHa (0,035 mur, 0,252 MMons) B 3taHoie (1 M),
TpeT-0yTun-3-popmui-1H-urmon-1-kapookcunara (0,123 1, 0,501 mmonp) u pactBopa 2-(3-MEeTOKCH-5-
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((mmmpasomnol 1,5-a]mupuanH-2-unmerwieH)aMuHo )gperoken)stanona (0,499 mmons) B stanone (0,5 mu), Harpe-
BaeMbIx npu 70°C Bcio Houb. OcraTtok ounmany ¢uien-xpomarorpadgueil Ha CHIIMKarene ¢ MPUMEHEHHEM Ipa-
muenta Mmeranona (1-10%) B muxiopmerane. JOMOJHHUTENBHOW OYMCTKOW mpenapatuBHOW BDXKX (komonka
XBridge; croco0 5) ¢ mociexyomuM ocaxaeHneM U3 quaTiinoBoro 3¢upa nomxydamu 0,010 T (4%) xemaemoro
COCIMHEHUS B BHJIE CBETIIO-KOpuaHeBoro TBepaoro Bemectsa. ESI/APCI(+): 457 (M+H). ESI/APCI(-): 455 (M-
H). 'H SIMP (DMSO-d) & 12,10 (1H, br s); 8,80 (1H, br s); 8,61 (1H, d); 8,19 (1H, d); 7,61 (1H, d); 7,48 (1H,
d); 7,08-7,29 (3H, m); 6,82 (1H, t); 6,65 (1H, s); 6,29 (2H, s); 6,10 (2H, s); 5,75 (1H, s); 4,81 (1H, t); 3,85 (2H,
m); 3,67 (2H,m); 3,63 (3H, s).

IMpumep 298. Tlomyuenme 2-((3,5-mumeroxcudenmn)amuo)-1-(7-metwn-1H-unmon-3-mn)-2-pennnita-
HOHA.

Cranus 1. 1-(7-Metun-1H-nnnon-3-m)-2-(heHUISTaHOH MOMTy4ali coryiacHo obmei nponenype O u3 pac-
TBOpa 7-metrimHpona (0,500 r, 3,811 mmons) B nuxiopmerane (16 mir), 1M pacTBopa qUITHIATIOMUHHAN XJIO-
puna B rekcane (5,790 mu, 5,790 Mmonp) u pactBopa ¢enmnanerwixiaopuna (0,762 mi, 5,718 MMonb) B qu-
xsopmetane (16 mur). Ounctkoii dem-xpomarorpadueii Ha cUIMKaresie ¢ IPUMEHEHUEM I'paJIMeHTa dTHIIaleTa-
Ta (5-50%) B rentane nonyyanu 0,320 r (34%) xenaeMoOro CoeIMHEHUs B BU/IE OCKEBOTO TBEPIOTO BEIIECTBA.
ESI/APCI(+): 250 (M+H). ESI/APCI(-): 248 (M-H).

Cramus 2. 2-bpom-1-(7-metun-1H-uu07-3-11)-2-heHUITaHOH TIOTy4Yald coryiacHo obmieit mporeaype P
n3 pactBopa 1-(7-metwi-1H-uamgon-3-mn)-2-peanmaranona (0,200 r, 0,802 mmons) B THF (5,5 mim) u pactBopa
(dbennnrpumeTmiaMmonuii Tpubpomuaa (0,332 r, 0,882 mmoinb) B THF (7 mi). PeakimoHHyI0 cMecCh IepeMerniin-
Banu nipu 0°C B TeueHue 1 9 ¥ Mpu KOMHATHOM TeMIepaType BCIO HOYb. OUHCTKON Quienm-xpoMarorpadueit Ha
CHJIMKarejie ¢ MpUMEHEHHEeM TpanuenTa stuianerara (5-50%) B renrane momydanu 0,314 t (99%) xemaemoro
COEIMHEHUs B BUJIe KOopHuHeBoro TBepaoro Bemectsa. ESI/APCI(+): 328, 330 (M+H). ESI/APCI(-): 326, 328
(M-H).

Cramus 3. 2-((3,5-Aumerokcudenmn)amuHo)- 1 -(7-metni-1 H-unmgon-3-mi)-2-(heHusTaHoH T10JTydail co-
riacHo obmeit npouenype E u3 2-6pom-1-(7-metun-1H-unnon-3-un)-2-¢penmmranona (0,120 r, 0,366 MMoiip) u
3,5-numerokcnanninHa (0,280 1, 1,828 MMmoip) B aneronnTpuie (1,5 mir), 00irygaeMbIX B MUKPOBOJIHOBOH TIEUH
npu 100°C B Teyenue 5 muH. OuncTKOH (urem-xpomarorpadueil Ha cuimkaresne ¢ IPUMEHEHHEM TpaIreHTa
stinanerata (5-50%) B renrane momydanu 0,042 r (29%) 2-((3,5-mumerokcudennia)amuno)-1-(7-metni-1H-
WH0J-3-1)-2-peHmmTaHoHa B Buae Oenmoro TBepaoro BemecTBa. ESI/APCI(+): 401 (M+Na). ESI/APCI(-):
399 (M-H). 'H SIMP (DMSO-dg) & 12,08 (1H, br s); 8,88 (1H, d); 7,98 (1H, d); 7,63 (2H, d); 7,23-7,34 (2H, m);
7,18 (1H, d); 7,03-7,12 (1H, m); 6,96-7,03 (1H, m); 6,34 (1H, d); 6,10 (1H, d); 6,06 (2H, d); 5,71 (1H, m); 3,61
(6H, s); 2,48 (3H, s).

I[Mpumep 299. Tlomyuenme 2-((3,5-mumeroxcudenmn)amuo)-1-(1-metwn-1H-uamon-3-mn)-2-pennnira-
HOHAa.

Cramus 1. K pactBopy denmrykcycHot kucnotsr (0,500 , 3,672 MmMois) B auxiopMmerane (7 mir) mobas-
msumn pactBop 1H-6enzorpuazona (1,360 r, 11,42 Mmmons) u Trnonmixiopus (0,294 mi, 4,053 MMonb) B 1uxjiop-
MeTase (7 mu1). PeakmoHHy!0 cMech NepeMeInBany pyu KOMHATHON Temmeparype B TeueHue 1 4. benslit oca-
JOK (UIBTPOBAIM M (UIBTPAT KOHIEHTPUPOBAIM MO CHIDKCHHBIM JaBiieHHeM. OCTaTOK pasfeisiin MeXay
JUXJIOPMETAaHOM M HACBHIILICHHBIM PacTBOpoM KapOoHarta HaTpust. ®azbr paznensun. Opranuueckyio ¢asy mpo-
MBIBAJI HAaCHIIICHHBIM PacTBOPOM KapOOHaTa HaTpHsl, BOJOH MU COJICBBIM PacTBOPOM, CYIIMJIM HaJ Cylb(haToM
HaTpHsl, QUIBTPOBAIH M KOHIICHTPHPOBAJIH I0JI CHIKCHHBIM JaBiieHHeM ¢ momydenueM 0,812 r (93%) 1-(1H-
6enso[d][1,2,3]Tpuazon-1-1mm)-2-peHnIdTaHoHa B BHE XKENTOro TBepaoro coemunenns. ' H SIMP (CDCly) & 8,27
(1H, d); 8,12 (1H, d); 7,65 (1H, t); 7,25-7,5 (6H, m); 4,74 (2H, s).

Cramus 2. 1-(1-Metwn-1H-uanon-3-mn)-2-GeHUIITaHOH MOTYYalld COTJIACHO ONMCAHHBIM B HACTOSIIEM
JIOKyMEHTE 2 pa3IudHbIM MpoIeIypaM kKak crmocod A u crocod B.

Crnioco6 A. K pactBopy N-metmmnnona (0,300 r, 2,287 mmons) u 1-(1H-6en30[d][1,2,3]Tpuazon-1-wmm)-2-
¢dhennmmTanona (0,434 1, 1,829 mmons) B quxmopMmerane (19 M), oxnaxneaaomy o 0°C, mo6aBIsiIi OPITUOH-
Ho Tpuxiyopun amomunus (0,381 r, 2,857 MMoib). PeakIIMOHHYIO cMeCh TepeMEIIHBAU MPH KOMHATHOW TeM-
neparype B TedeHue 3 4. [00aBIsiIM METaHO M PEaKIMOHHYIO CMECh KOHIICHTPUPOBAJIH T10]] CHHKEHHBIM J1aB-
nenueM. OCTAaTOK pasfelsuld MEXIy IUXJIOPMETAaHOM W HAaCBIIICHHBIM pacTBOpOM KapOoHaTa Harpusi. Dasbl
paszpemnsii. OpraHndeckyto (asy NpOMBIBAIM HACHIIEHHBIM PacTBOPOM KapOOHaTa HATpUs, BOJOH M COJIEBBIM
pacTBOpOM, CYIIWIIM HaJ Cylb(haroM HaTpus, GUILTPOBAIN W KOHIEHTPHPOBAIM O] CHIKCHHBIM J[aBJICHUEM.
Ounctkoii ¢em-xpomarorpadueil Ha cuimKarese ¢ IpUMEHEHHEM rpaanenTa stmianeTara (20-70%) B renraHe
nonyganu 0,266 r (58%) 1-(1-metwn-1H-unnon-3-mn)-2-penmmTanona B Buae po3osoro macna. ESI/APCI(+):
250 (M+H); 272 (M+Na). 'H IMP (DMSO-dy) & 8,56 (1H, s); 8,18 (1H, d); 7,54 (1H, d); 7,2-7,4 (7H, m); 4,11
(2H, s); 3,89 (3H, s).

Cnioco6 B. 1-(1-Metwun-1H-uamnomn-3-mn)-2-heHMIITaHOH TOMydadl COrlacHo obmiel mponenype O w3
pactBopa N-metmwmagona (0,300 r, 2,287 mmons) B nuxmopmerane (11,5 mur), 1M pactBopa U TUIATIOMUHHAMA
xyopuna B rekcane (3,960 M, 3,960 mmois) 1 pactBopa permnanermaxaopuaa (0,518 mi, 3,887 MMoib) B 1u-
xyiopmetane (11,5 mur). Ognctkoi duent-xpomatorpaduei Ha CHIIMKaresie ¢ MpUMEHEHUEM TpaTueHTa dTHale-
taTa (20-60%) B renrane mosryuanu 0,350  (76%) xkemaeMoro nmpoykra B BHIIE PO30BOTO IMOPOIIKA.
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Cranus 3. 2-bpom-1-(1-metnn-1H-numomn-3-m)-2-¢heHnTaHoH NoTydad coriacHo obrmelt npouenype P
u3 pactBopa 1-(1-metun-1H-nunon-3-mn)-2-¢permmranona (0,256 r, 1,027 mmons) B THF (11 M) u pactBopa
dbennnrpumeTmiaMmonuii Tpudpomuna (0,448 r, 1,192 mmons) B8 THF (13,5 mun). PeaknmonHyro cmech iepeMe-
muBayii pu 0°C B TeueHwe | 4 W TpW KOMHATHOM Temmeparype B TedeHwe 2 4. OumcTkoi Guem-
xpomarorpadueii Ha cUIHKaresie ¢ MIpIMEeHEeHHeM rpaguenTa stmwianetara (20-50%) B renrane nomywanu 0,302
r (90%) »elTaeMoro mpoAyKTa B BHAE pO30BOro TBepaoro emecta. ESI/APCI(+): 328, 330 (M+H). 'H SIMP
(DMSO-dg) & 8,69 (1H, s); 8,20 (1H, d); 7,67 (2H, m); 7,57 (1H, d); 7,0-7,4 (5H, m); 6,73 (1H, s); 3,88 (3H, s).

Cramus 4. 2-((3,5-Ammerokcudennn)amMmuuo)- 1 -(1-metnin- 1 H-uamon-3-un)-2-GpeHuIITaHOH TOTydaid Co-
riracHo o6mei npouenype E u3 2-6pom-1-(1-metmn- 1 H-unnon-3-mm)-2-hpenmmatanona (0,050 r, 0,152 mmons) u
3,5-mumertokcuanmmmaa (0,116 1, 0,757 mmoinb) B antetorutpuiie (0,7 mit), 00IydaeMbIX B MUKPOBOJIHOBOM TIeUH
npu 100°C B teuenue 10 muH. Ounctkoil dienr-xpomarorpadueil Ha CUIMKareje ¢ NPUMEHEHHUEM T'paJueHTa
stunarerata (20-60%) B rentane monyvanu 0,051 T (84%) xemaeMoro mpoaykra B BUIE OEJIOr0 MOPOIIKA.
ESI/APCI(+): 401 (M+H); 423 (M+Na). ESI/APCI(-): 399 (M-H). 'H SIMP (DMSO-d¢) & 8,93 (1H, s); 8,17
(1H, d); 7,61 (2H, m); 7,55 (1H, d); 7,1-7,3 (4H, m); 6,36 (1H, d); 3,88 (3H, s).

Mpumep 300. ITomyuyenne 2-((3,5-mumeroxcudenun)amuno)-1-(7-(2-ruapoxcnstiin)-1H-unnon-3-nn)-2-
(hbeHmIITaHOHA.

Cramus 1. K cycnensun 1H-unnon-7-kap6okcanpneruma (1,000 r, 6,889 MMomns) u MeTHATpUPeHUIPOC-
(dhonmit 6pomuna (2,960 r, 8,286 mmons) B THF (40 M), oxnaxaernoit 10 0°C, 1o karisiM A00aBIIsLTd pacTBOp
TpeT-0yTokcuaa kamus (1,170 r, 10,43 mmoins) B THF (10 mi1). PeaknnoHHyI0 CMECh MepeMeInnBaiil BCIO HOUb
P KOMHATHON TeMIieparype. PeakiimoHHy 0 cMech BBIIMBAIM B CMECH JI€/BOJIa M SKCTPArHpOBAIN STHIIAIETa-
ToM. OpraHndeckyro a3y MpOMBIBAJIH COJIEBBIM PACTBOPOM, CYIIWIHN HaJ Cyib(aroM HATpus, PUILTPOBAIU H
KOHIICHTPUPOBAIIX IT0]T CHIDKCHHBIM JaBieHneM. OUucTKo# (urenr-xpomarorpadueil Ha cuiaukarese ¢ mpuMeHe-
HHeM TpaaueHTta >tuianerara (10-50%) B renrtane momydamu 0,914 r 7-sunmin-1H-uamoma B Buae po30oBOro
macna. ESI/APCI(+): 144 (M+H).

Cranmus 2. K pacteopy 7-Bunmin-1H-unmona (0,914 r, 6,383 mmons) 8 THF (37 M), oxnakaeHHOMY /10
0°C, no xarusim nobGasisim 1M pactBop Komiuiekca Oopana-tetparunpodypana B THF (6,400 mur; 6,400
MMOJIB). PeaknnoHHyI0 cMech nepeMelrBaiy pu KOMHATHOW Temneparype B Tedenue 2,5 4. [lo kammsim no-
oapmsun 10% pactBop rugpokcuna Hatpus (3,100 v, 7,750 MMos), a 3aTem mpo0aBisutu 30% pacTBOp HMEpPOK-
cuaa Bogopoaa B Boje (0,869 mui, 9,837 Mmoib). PeakimoHHyI0 cMeCh TIepeMEeNTUBAIH MTPH KOMHATHON TeMITe-
patype B TeueHue 4 4. JI0OaBISAIM HACBHIMIEHHBIH PAacTBOP XJopuaa aMMOHHS. Uepe3 5 MUH MpU KOMHATHOU
TEeMIIepaType peakKIHOHHYI0 CMECh SKCTPAarupoBaiy dTmiaaneraToM. OpraHndeckyro a3y mpoMBIBaIN BOAOH H
COJICBBIM PAcCTBOPOM, CYIIWIN HaJ Cylb(paroM HATpus, (PUILTPOBAIM W KOHIEHTPHUPOBAIN MO CHIKEHHBIM
nasiaeHueM. O4ucTKON Quem-xpoMarorpadueil Ha CUIMKarejae ¢ MpUMEHEHHEeM TpaaueHTta stuiarerara (20-
70%) B renrane momyvanu 0,490 r (44% 3a nBe cramum) 2-(1H-unmon-7-mn)3TaHoia B BUAE KOPUIHEBOTO Mac-
na. ES/APCI(+): 162 (M+H). ESI/APCI(-): 160 (M-H). 'H SIMP (DMSO-d¢) & 11,00 (1H, br s); 7,35 (1H, m);
7,28 (1H, t); 6,90 (2H, m); 6,40 (1H, m); 4,67 (1H, t); 3,70 (2H, q); 2,98 (2H, t).

Cranmus 3. 7-(2-((tper-byrnngumermincnmn)oken ) trn)- 1 H-namon nonydanu coriacHo obuiel mporeny-
pe N u3 2-(1H-unmon-7-mwr)3ranona (0,200 r, 1,241 mmoins), DBU (0,280 mu, 1,876 mmons) 1 TBDMSCI (0,412
T, 2,734 mmone) B THF (4,6 mi1). Ounctkoii ¢em-xpomarorpadueii Ha cuiaukarese ¢ IpUMEHEHUEM I'paJiueHTa
srunanerata (20-80%) B renrane nonyyanu 0,288 1 (84%) sxenaeMoro nNpoyKTa B BUAE OPaHKEBOTO Macha.

ESI/APCI(+): 276 (M+H). 'H SIMP (DMSO-d¢) & 11,12 (1H, br s); 7,48 (1H, m); 7,39 (1H, t); 7,00 (2H,
m); 6,51 (1H, m); 3,97 (2H, t); 3,14 (2H, t); 0,91 (9H, s); 0,00 (6H, s).

Cramust 3. 1-(7-(2-((tper-ByTrnanmerricuinmin)okcn)atiin)- 1 H-uamon-3-mi)-2-heHuasTaHoH  oTyvain
coriacHo obmieit mporenype O u3 pactBopa 7-(2-((mpem-0yTHnauMeTHACHIn )oken )aTn)- 1 H-unmoma (0,193
r, 0,701 Mmonp) B auxmopmerane (3,5 mi), 1M pacTBopa MMATHIIATIOMHHUN Xjopuaa B rekcane (1,200 mu,
1,200 Mmmoutp) 1 pactBopa ¢peHmnaneTmxiopuaa (0,156 mm, 1,171 mmons) B auxmopmerane (3,5 mur). O4ucTkoi
(em-xpomarorpadueit Ha cuMKarene ¢ IpUMEHeHHeM rpaauenTa stuianerara (10-70%) B rentane morydana
0,179 T (65%) xemaemoro mpoxmykra B Buae po3oBoro mopomka. ESI/APCI(+): 394 (M+H); 416 (M+Na).
ESI/APCI(-): 392 (M-H). 'H SIMP (DMSO-d) & 12,11 (1H, br s); 8,64 (1H, s); 8,17 (1H, d); 7,3-7,5 (5H, m);
7,17-7,26 (2H, m); 4,30 (2H, s); 4,01 (2H, t); 3,21 (2H, t); 0,93 (9H, s); 0,00 (6H, s).

Cranus 4. 2-bpom-1-(7-(2-ruapokcuatn)-1 H-unmon-3-ni)-2-heHUITaHOH NOJIydYalu COTacHO oOmier
npouenype P u3 pactBopa 1-(7-(2-((Tper-OyTmnauMeTnicuim)okcH)aTuin)-1 H-unnon-3-un)-2-penunraHona
(0,064 1, 0,163 mmons) B THF (2 mi) u pactBopa denuntpumerunamMmmonuii tpubpomuna (0,074 r, 0,197
mmonb) B THF (2,4 mur). Peakimonnyto cmeck nepemernusainy rmpu 0°C B Teuenue 1 4 ¥ Ipu KOMHATHO# TemIie-
parype B Teuenue 3 4. Ounctkoil ¢urem-xpomarorpadueil Ha CHIIMKaresie ¢ IpUMEHEHHEM TpaJieHTa MeTaHoa
(0-10%) B muxiopmerane momydanu 0,045 r (77%) xemaeMoro mpoaykTa B Buie 0SKEBOTO TBEPIOTO BEIICCTBA.
ESI/APCI(+): 358, 360 (M+H). ESI/APCI(-): 356, 358 (M-H).

Cramus 5. 2-((3,5-Aumeroxcudennn)amMuno)-1-(7-(2-ruapokcudtun)- 1 H-uamon-3-nm)-2-peHnn TanoH
MOJTydajl corsacHo obmieit mponenype E u3 2-6pom-1-(7-(2-ruapoxcudtin)- 1 H-unmon-3-nn)-2-permmTanona
(0,045 r, 0,126 mmomb) u 3,5-mumetokcuanmnuHa (0,194 1, 1,266 MMous) B anierorutpuiie (0,8 mur), obirydae-
MBIX B MUKPOBOJIHOBOH nieun rpu 100°C B Tedenne 5 muH. Ounctkol aem-xpomarorpadueii Ha CHIHKarese ¢
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npuMeHeHneM rpaanenrta Meranoina (0-10%) B muxmnopmerane noxydamu 0,033 r (61%) xexaeMoro npoaykra B
BHJIE 3eIeHoro nopouika. ESI/APCI(+): 431 (M+H); 453 (M+Na). ES/APCI(-): 429 (M-H). 'H SIMP (DMSO-
de) 6 12,06 (1H, br s); 8,86 (1H, s); 8,01 (1H, d); 7,63 (2H, m); 7,28 (2H, m); 7,0-7,2 (3H, m); 6,33 (1H, d); 6,10
(1H, d); 6,05 (2H, d); 5,71 (1H, s); 4,69 (1H, br s); 3,69 (2H, t); 3,61 (6H, s); 3,00 (2H, t).

IIpumep 301. Iomyuenune 2-((3,5-aumerokcudenni)aMuHo)-2-(4-propdpenwn)-1-(1-metun-1H-uagazon-3-
WIJT)9TaHOHA.

2-((3,5-IumeTtoxcudenmn)amMmuHo)-2-(4-bropdhennn)-1-(1-metnn- 1 H-uHma301-3-1i1)3TaHOH TTOJTyYald CO-
rimacHo obmelt mponenype L u3 cmecu 3-0eH3un-5-(2-ruapokcuaTin)-4-MeTmitrazon-3-uid xmopuaa (0,135 T,
0,500 mmonp) u TpudTHIamuHa (0,070 mut, 0,505 mmomnb) B 3tanone (1 mur), 1-metmn-1H-urna3o-3-kapoaib-
neruna (0,160 T, 0,999 mMone) u pactBopa N-(4-pTopbeHzmnuacH)-3,5-mumerokcuanmimaa (0,999 mmons) B
stanozne (1 mi), narpeBaeMbix rpu 70°C B Tedenue 24 4. Ounctkoi Quem-xpoMaTorpadueil Ha CHINKaresie ¢
npuMeHeHneM rpaanenTa stwianerara (0-100%) B rentaHe ¢ nocieayromei KpucTaun3ayel U3 AnXiIopMeTa-
Ha monmydanmu 0,062 T (15%) xemaemoro coenumHeHus B Buae Oenoro teepmoro BemectBa. ESI/APCI(+): 420
(M+H). ES/APCI(-): 418 (M-H). 'H SIMP (DMSO-dq) & 8,14 (1H, d); 7,82 (1H, d); 7,63 (2H, dd); 7,53 (1H, t);
7,33-7,44 (1H, m); 7,16 (2H, t); 6,57 (1H, d); 6,43 (1H, d); 5,95 (2H, br s); 5,75 (1H, s); 4,26 (3H, s); 3,60 (6H, s).

Mpumep 302. Tomyuenme 2-((3,5-aumeroxcudenni)amuno)-2-(4-propdpenmn)-1-(7-metun-1H-unnon-3-
WJT)3TaHOHA.

Cramus 1. K pactBopy 2-(4-propdenmn)ykcycHoit kucnotsr (0,500 r, 3,244 mmons) B auxjopMmeTane (5
M) po6asisun okcammixiopun (0,550 mur, 6,282 mmous) 1 DMF (1 kammro). PeakiimoHHYO CMeCh IepeMenIn-
BaJIM TIp KOMHATHOM TeMIieparype B T€4eHHe 2 9 W KOHLEHTPHPOBAIH IOJI CHIKCHHBIM AaBiieHHeM. OCTaToK
COBMECTHO BBIMIAPWBAIM C TOJYOJOM C TIOJIyYeHHEM B KOJHMYECTBEHHOM OTHOmEHUU 2-(4-pTopde-
HIUT)ale THIIXJIOPU/IA, KOTOPBIN MCIIONB30BANIN Ha CIEAYIOMIEH CTaguu 0e3 TOTOITHUTETFHONH OYHCTKH.

Cramus 2. 2-(4-Oropdenmn)-1-(7-metmn-1 H-uH1071-3-M1)9TaHOH MOTyYald COTIACHO OO0Ied mpouexype
O u3 pactBopa 7-metun-1H-unnona (0,280 r, 2,135 mmozp) B muxnopmerane (8,5 mi), 1M pactBopa auaTuina-
JMIOMUHAN xyopuaa B rexcane (4,300 mu, 4,300 MMoines) U pactBopa 4-(2-dbropdenun)anermixiaopuna (3,244
MMOJIb) B auxyopMeTane (8,5 mir). OUHCTKOW OCaKICHHEM W3 AMATHIOBOTO 3dupa momydamu 0,188 r (33%)
JKEIIAeMOTO COCUHEHUS B BuIe OexxeBoro tBepmoro BemiectBa. ESI/APCI(+): 268 (M+H). ESI/APCI(-): 266
(M-H).

Cramuss 3. 2-bpom-2-(4-dTopdhennn)-1-(7-metmn-1H-uHI0I-3-UT)9TAaHOH TOJIyYaad COTJIACHO OOmIei
npoueaype P u3 pactBopa 2-(4-dpropdhennn)-1-(7-merun-1-H-unnon-3-un)stanona (0,186 r, 0,696 mMMoib) B
THF (5 M) u pactBopa ¢peHunrpuMetrrmiaMMonnii Tpuopomuaa (0,296 r, 0,787 mmois) B THF (6 mur). Peakmm-
OHHYIO cMech nepemermBany pu 0°C B TedeHne 1 9 v Mpu KOMHATHOW TeMmIieparype B TedeHue 4 4. OuncTkoi
(rem-xpomarorpadueil Ha cuiIEKaresne ¢ IpuMeHEeHneM rpaauenTa sTmianerata (0-30%) B renrane momrydand
0,225 1 (93%) >xemaeMoOro COeOMHEHHUS B BHIe KopmdHeBoro TBepmoro BemectBa. ESI/APCI (+): 346, 348
(M+H). ESI/APCI (-): 344, 346 (M-H).

Cranus 4. Cmech 2-6pom-2-(4-propdenun)-1-(7-metnn-1H-unnon-3-nn)aranona (0,050 r, 0,144 Mmois)
u 3,5-numerokcuanmimna (0,047 r, 0,307 mmons) B aneTonuTpriie (1 MiT) mepeMenmBany Ipyd KOMHATHOH TeM-
neparype B TedyeHue 72 4. PeakunmoHHyIo cMech pa30aBIisuId 3THIIALIETATOM W MpoMbIBaiu 1M pacTBopoM Ou-
kapOoHarta HaTpus. Opranudeckyro a3y Cymmim Haj Cyab(paToM MarHus, GUILTPOBAIN M KOHLIEHTPUPOBAIH
MOJ CHIKEHHBIM JHaBieHueM. O4mcTKOH (renr-xpomarorpadueil Ha CUIMKareire ¢ NPUMEHCHHEM TpaJucHTa
sturanerata (0-40%) B renrrane nomy4anu 0,054 T (89%) 2-((3,5-mumeTokcudenun)amMuno)-2-(4-bTophernn)-1-
(7-metnn-1H-unmon-3-mm)ataHoH B Buae OGemoro tBepmoro BemiectBa. ESI/APCI (+): 419 (M+H). ESI/APCI (-):
417 (M-H).

IIpumep 303. Tlomyuenne 2-((3-(2-(TpeT-OyTOKCH)ITOKCH)-5-MeToKcHeHnT)aMuHO)-1-(1 H-uamomn-3-mm)-
2-(mupuIuH-3-1T)TaHOHA.

Cranus 1. Cmechk ruapoxiopuia (MUpUIUH-3-1i1)yKeycHor kucnotsl (1,850 1, 10,67 MMOJIB) M YKCYCHOTO
anrunpuaa (1,000 mu, 10,68 MMoJb) HarpeBaay B repMeTH3NpoBaHHO npodupke npu 85°C B teuenue 1 4. Jlo-
6asst mHAon (1,250 1, 10,7 mmous). Peaknmonnyio cmeck HarpeBanu npu 85°C B Teuenue 20 MHH U 1IpH
105°C B teuenue 30 muH. [Tocne oxnaxxaeHNus 10 KOMHATHON TeMIepaTyphl peaKIUOHHYIO CMECh IIPEBpalllaly B
OCHOBaHHE HACBIIIEHHBIM PacTBOPOM OMKapOOHaTa HATpUS M SKCTPAarupoBaiM dTHianeTatoM. OpraHn4ecKyro
(ha3y KOHIIEHTPHPOBAIM MOJ| CHIXKEHHBIM naBieHueM. Ouuctkoil Qienr-xpomarorpadueil Ha CHIIMKAreie c
nprMeHeHneM rpaguenta meranona (1-10%) B auxmopmerane nomydanu 0,674 v (27%) 1-(1H-uanon-3-nm)-2-
(mupuauH-3-mn)3TaHoHa B BuIe OexeBoro TBepaoro BemectBa. ESI/APCI(+): 237 (M+H). ESI/APCI(-): 235
(M-H).

Cramus 2. 2-bpom-1-(1H-unnomn-3-mm)-2-(MupuauH-3-1I1)3TaHOH TIOTyYald COTJIacHO o0IIen mpoueaype P
n3 pactBopa 1-(1H-unmnon-3-wn)-2-(mupuau-3-wn)3tanona (0,570 r, 2,412 mmoine) B8 THF (17 M) u pactBopa
dbennnrpumeTmiaMmMonuii Tpuopomuaa (0,997 r, 2,652 mmois) B THF (22 mur). PeakimonHyio cMech TiepemMe-
MIMBaJI [IPU KOMHATHOM TeMneparype BCio HO4Yb. OuncTKol Queni-xpomarorpadueil Ha cuiimkaresie ¢ InpuMe-
HeHueM rpaauenra meranona (1-10%) B quxmopmerane nomydanu 0,275 T (36%) skenaeMoro coeJuHEHUS B BU-
nie kopuuHeBoro Teepaoro Bemiectsa. ESI/APCI(+): 315, 317 (M+H).

Cranmus 3. Cmech 2-6pom-1-(1H-uanon-3-wmn)-2-(mupunus-3-mn)stanona (0,060 r, 0,190 mmons) u 3-(2-
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(Tper-0yTokcH)aToKCH)-5-MeTokcuanmrHa (0,091 1, 0,381 MMoub) B aneToHnTpruie (1 M) nepeMeInBay py
KOMHAaTHOW TeMmmeparype B TedeHue 24 4. PeaklMOHHYI0 cMech pa30aBiisuIi HACHIIIEHHBIM PacTBOPOM OMKap-
OoHaTa HaTPUS M SKCTPAarHpoBaiH dTmianeratoM. OpraHumdeckyio a3y KOHIEHTPHUPOBAIH TOJA CHIKEHHBIM
nmaBiieHueM. O4ncTKo# rem-xpomaTorpaduer Ha CHITMKareie ¢ IpuMeHeHneM TrpaanenTa Metanona (1-10%) B
muximopMerane monydanu 0,041 r 2-((3-(2-(TpeT-0yTOKCH)3TOKCH)-5-MeTokcudermn)amuHo )- 1 -(1H-unmon-3-
nn)-2-(MupuauH-3-WI)3TaHOHA B BUje OexkeBoro TBepaoro BemectBa. ESI/APCI(+): 474 (M+H), 496 (M+Na).
ESI/APCI(-): 472 (M-H).

IMpumep 304. Tlonyuenme 2-((3-(2-THAPOKCHUITOKCH)-5-MeTOKCUpeHMT)aMuHoO)-1-(1H-uanomn-3-mm)-2-
(mmpuanH-3-nT)3TaHoOHA.

2-((3-(2-(Tpet-byTokcn)3tokcn)-5-merokcudenmn)amuno)- 1 -(1 H-urn071-3 -mn) -2 -(mupuuH-3-11)3TaHOH
(0,040 r, 0,084 MMoO7B) pacTBOPsUTH B 4 H pacTBOpe XJIOpuAa Bomopona B auokcane (3,000 mur, 12,00 MMob).
PeakimoHHyI0 cCMech IIepeMeIINBalIH TP KOMHATHOW TeMIlepaTrype B TeUeHHe 6 4 ¥ YaCTHYHO KOHIICHTPUPOBa-
JIM TIO/1 CHWYKEHHBIM AaBieHueM. OCTaTOK pa3lersuii MEeXIy TUXJIOPMETAaHOM M HACBHIIICHHBIM PacTBOPOM OH-
kapOoHara Hatpus. ®aser pazgemsun. OpraHudyeckyio (azy KOHLIEHTPHPOBAIM I0J] CHW)KCHHBIM JIaBJIICHHEM.
OuncTioii ¢iem-xpoMaTorpadueil Ha CHINKareie ¢ IpUMEHEHHeM TpanueHTa Mmetanona (1-15%) B nuxmopme-
TaHe ¢ MOCIenyromel ouncTkor npenapatuBHoit BOXX (komonka XBridge; cmoco6 5) momyganu 0,015 1 (42%)
2-((3-(2-rumpokcHITOKCH )-5-MeTokcudernn )aMuHo )- 1 -(1 H-urmon-3-nm)-2-(mupuanH-3-mi)3TaHOHa B BHIE
6exeBoro TBepaoro Bemectsa. ESI/APCI(+): 418 (M+H). ESI/APCI(-): 416 (M-H). 'H SIMP (DMSO-d,) &
12,22 (1H, br s); 8,94 (1H, s); 8,87 (1H, s); 8,40 (1H, d); 8,16 (1H, d); 7,95 (1H, d); 7,48 (1H, d); 7,32 (1H, dd);
7,14-7,27 (2H, m); 6,47 (1H, d); 6,17 (1H, d); 6,06 (2H, s); 5,70-5,79 (1H, m); 4,79 (1H, t); 3,76-3,93 (2H, m);
3,62-3,71 (2H, m); 3,61 (3H, s).

Mpumep 305. IMomyyenne 1-(6-drop-1H-namon-3-nm)-2-((3-(THAPOKCHUMETHIT)-5-METOKCH(EHIIT)aMIHO )-
2-(MupuAnH-3-NIT)3TaHOHA.

1-(6-®rop-1H-uan01-3-11)-2-((3-(THAPOKCHUMETHIT ) -5-MeTOKCHU() CHIIT ) aMHUHO ) -2 -(TUPUTIH-3 -1 )3 TAHOH
MOJYYalid COTJIacHO oOiei mpoueaype L u3 cmecu 3-0eH3UI-5-(2-THAPOKCHITHN )-4-METHATHA30I-3-Ui XJIOPH-
na (0,135 1, 0,500 Mmmoinb) u TpuatTHiamuHa (0,070 mi, 0,505 mmons) B aTanoxe (1 mi), Tper-0yTHi-6-¢pTop-3-
¢opmmin-1H-nnnon-1-kapbokemnara (0,263 r, 0,999 wmmonp) u pactBopa (3-mMeTokcH-5-((mUpHUIMH-3-
niMeTuiieH )aMuHo ) permn)MeTanona (0,999 mmons) B atanose (1 M), HarpeBaembix ipu 70°C B TeueHue 4 cy-
ToK. O4uncTiKoi Quem-xpomaTorpaduel Ha CHIMKareie ¢ MpuMeHeHHeM rpaaueHTa metanona (0-12%) B mu-
XJIOpMETaHe ¢ mocienyomeil ounctkoil npenapatusaoit TCX ¢ npumenennem meranona (10%) B muxiopmera-
He B KadecTBe dmoeHTa noydann 0,029 r (7%) xemaemoro coenuaerns. ESI/APCI(+): 406 (M+H). ESI/APCI(-
): 404 (M-H).

ITpumep 306. ITonyaenne 2-((2-¢prop-3,5-mumeToxcudermmn)amuno)- 1 -(1 H-uanon-3-wmn)-2-heHnmTaHoHa.

Cranus 1. K pactBopy 3,5-numerokcuanmnmna (0,200 1, 1,306 MMoits) B muxiopMerane (5 Mi1) 100aBIsIIH
N-¢rop-2,4,6-rpumermnupunuanii Tpudaar (0,377 1, 1,303 MMOIb) M peakuIMOHHYIO CMECh HarpeBaiu Ipu
100°C Bcro HOub. Ilocne oxyaskaeHHs 10 KOMHATHOH TeMmeparypsl J00aBIsIM BOAY M PEaKIMOHHYIO CMECh
9KCTparupoBasiv dTHianeraToM. Opranudeckyro a3y KOHIEHTPUPOBAJIM IO/l CHI)KEHHBIM JlaBiieHHeM. Ouucr-
Ko ¢uem-xpomartorpadueil Ha cuiIMKarelie ¢ IpUMEHEHHEeM rpajaueHTa sTwianerata (15-70%) B renrane mo-
nygamu 0,068 T (30%) 2-dpTop-3,5-nuMeTokcnanmunrHa B Buae Oemoro tBepaoro BemectBa. ESI/APCI(+): 172
(M+Na). 'H SIMP (DMSO-de) & 5,94 (1H, dd); 5,89 (1H, dd); 3,73 (3H, s); 3,63 (3H, s).

Cramus 2. 2-((2-®@rop-3,5-mumeToxcudenrn)amuHo)- 1 -(1 H-uamgom-3-wm1)-2-peHmmTaHOH TTOJTydalid Co-
rmacHo oomel nporneaype C u3 2-6pom-1-(1H-urmon-3-mn)-2-peranmtanona (0,120 r, 0,382 mmons), 2-dpTop-
3,5-mumertokcuanmmmaa (0,065 T, 0,382 MMounp) 1 TpudTHTamuHa (0,106 M1, 0,764 MMoib) B anterorutpute (0,5
MJI), 00JTydaeMbIX B MUKpOBOTHOBOM nieun rpu 100°C B Teuenne 15 mun u ipu 120°C B Teuenne 10 muH. Oun-
CTKOH (prem-xpomarorpadueii Ha cuiMkareie ¢ MpuMEHeHHeM TpaaneHTa stuianerata (15-70%) B remrane ¢
nocyeyronied o4ncTKoi npenaparnBHoii BOXKX (komonka XBridge; cioco6 2) momywann 0,058 r (37%) xe-
JIAeMOTO COCTUHEHUs B Buae Oeioro tBepmoro BemecTBa. ESI/APCI(+): 405 (M+H). ESI/APCI(-): 403 (M-H).
'"H SIMP (DMSO-de) & 12,20 (1H, br s); 8,87 (1H, s); 8,15 (1H, d); 7,62 (2H, d); 7,47 (1H, d); 7,24-7,34 (2H, m);
7,13-7,23 (3H, m); 6,21 (1H, d); 6,13 (1H, dd); 5,98 (1H, dd); 5,72-5,81 (1H, m); 3,75 (3H, s); 3,63 (3H, s).

Mpumep 307. Tlomyuenme 2-((3,5-mumeroxcudenmn)amuno)-1-(1H-unmon-3-mn)-2-(6-MeTunmupuaus-3-
WJT)3TaHOHA.

Cranust 1. Cmech 2-(6-MeTunnupuanH-3-nin)ykcycHoi xkucaotsl (0,150 T, 0,992 MMomb) B yKCycHOM aH-
rugpuze (0,094 mi, 0,996 Mmoib) oomydanu pu 85°C B Tedenue 1 4 B MEKpOBOJIHOBOH neun. JloGasism 1H-
naa07 (0,116 T, 0,990 MMOIB) U peakIMoHHYIO cMech 00mydanmu rpu 85°C B Teuenue 60 MUH B MUKPOBOJTHOBOH
neun. PeakmoHHyI0 cMech pa30aBIisiid dTHIIANETaTOM | IpoMbiBaiii 1M pactBopom OukapOonara HaTpus. Op-
TaHWYIECKYIO (pa3y MPOMBIBAIN COJIEBBIM PaCTBOPOM, CYIIIUIM HaJ CyTb(haToM MarHus, QIITPOBAIN M KOHIICH-
TPUPOBAIM TOJ CHIDKEHHBIM JaBieHuneM. OUncTKod Quen-xpoMaTorpadueil Ha CHIIMKareie ¢ MpUMEHEHHEM
rpagueHTa Mertanonma (0-7%) B nmuxmopmerane mnomywamun 0,057 t (23%) 1-(1H-urgon-3-mm)-2-(6-
METHIHPUINH-3-HI)3TaHOHA B Buje OexeBoro TBepaoro BemectBa. ESI/APCI(+): 251 (M+H). ESI/APCI (-):
249 (M-H).

Cramust 2. 2-Bpowm-1-(1H-unmon-3-ni)-2-(6-MeTHINHPUINH-3-WI)3TAHOH MOIydYaJld COTJIACHO OOIIeH

- 138 -



040588

nporenype P u3 pactBopa 1-(1H-unmon-3-un)-2-(6-metunnupuans-3-mwi)stanona (0,084 r, 0,336 mmoins) B
THF (5 mn) u pactBopa ¢ernnrpumernnammonnii Tpubpomuaa (0,145 r, 0,386 mmons) B THF (2 mu). Peakun-
OHHYIO cMech nepemernBany npu 0°C B TedeHne 1 9 v Mpu KOMHATHOW TeMmIieparype B TedeHue 4 4. OuucTkoi
(rem-xpomarorpadureil Ha cUIMKarene ¢ MpuMeHeHHeM rpaauenTa mertaHona (0-5%) B nuximopMmeTaHe moxyda-
mm 0,039 r (35%) xemaemoro coequnenust. ESI/APCI(+): 329, 331 (M+H). ESI/APCI(-): 327, 329 (M-H).

Cramus 3. Cmech 2-0pom-1-(1H-unmon-3-un)-2-(6-metunmupuau-3-mwi)dtanona (0,038 r, 0,115 Mmoub)
u 3,5-mumerokcuanniuaa (0,036 r, 0,235 mmons) B aneronutprie (0,8 M) mepeMemmBaid Ipu KOMHATHON
TeMmeparype B TeueHne 96 4. PeaknmoHHyI0 cMeCh KOHIIEHTPUPOBAIN MO CHIDKEHHBIM AaBiieHHeM. O4HCTKON
¢em-xpomarorpadueil Ha cHIMKarese ¢ IpUMEHeHHeM TrpanrenTa Metanona (0-5%) B auxiopMeTaHe ¢ moce-
nytomeit ounctkod mpenaparuBHoii BOXX (xomonka XBridge; croco6 2) momywamm 0,020 r (43%) 2-((3,5-
nqumetokcudennn)amMuHo)- 1 -(1 H-uanomn-3-m)-2-(6-Me THIIMUPUINH-3-WI)3TaHOHA B BUJIC JKEITOTO TBEPIOTO
coequnaenus. ESI/APCI(+): 402 (M+H). ESI/APCI(-): 400 (M-H).

[pumep 308. Tlomydyenme 2-((4,6-aAMMETOKCHITUPUMUANH-2-MT1)aMuHO)-1-(1 H-uanomn-3-wmn)-2-penun-
JTaHOHA.

K pactBopy 2-6pom-1-(1H-unmon-3-mn)-2-penmmaranona (0,050 r, 0,159 mmons) B aneronutpuie (0,5
M) 100aBisTy 4,6-muMeTokcunupuMuauH-2-amud (0,123 1, 0,793 MMoib) u cmech obmydanu mipu 130°C B Te-
yerne 20 MUH B MUKPOBOJTHOBOI! eun. PeaknnonHyro cMech KOHIICHTPHPOBAJIH I10/I CHI)KCHHBIM JaBJICHUEM H
OCTaTOK OuHMInaIH (em-xpomarorpadueii Ha cCHIMKareie ¢ NpuMeHeHneM rpaguenta stunanerara (0-70%) B
rentane. JIOMOTHUTENLHOW OYUCTKOW TBepaoda3zHbM dKcTparupoBaHueM Ha Cl8-xomoHke mIsi oOparmieHHO-
(hazoBoii xpomaTorpaduu ¢ mpuMeHeHneM rpaaneHTa anetonuTpmia (30-100%) B Boge momywanu 0,010 r (16%)
2-((4,6-1MMEeTOKCUITUPUMUANH-2-1T)aMuHO)- 1 -(1 H-unnomn-3-mn)-2-¢penmmmranona. ESI/APCI(+): 389 (M+H).
ESI/APCI(-): 387 (M-H).

Ipumep 309. [Monyuenue 1-(1H-unmon-3-mm)-2-((3-meTokcudeHmI)aMIHO )-2-(0PTO-TOIMII)ITAHOHA.

Cranmus 1. 3-Mertokcu-N-(2-MeTHIOEH3WINICH )aHUIIMH T10JTy4Yallil KOJIMYECTBEHHO COTJIACHO OOIIeH mpo-
nenype | u3 2-merunbensanpaeruaa (0,116 v, 1,003 mmonp) u 3-metokcuanmwnuaa (0,112 Mo, 1,001 MMmons).
ESI/APCI(+): 226 (M+H).

Cramus 2. 1-(1H-Unnon-3-um)-2-((3-meTokcudermn)aMuHo)-2-(0pTO-TOIII)3TAHOH TOJIyYaal COTJIACHO
obmeit nporenype L m3 cmecu 3-0eH3MIT-5-(2-rUApOKCHITHN )-4-MeTunTHazon-3-uit xmopuna (0,135 r, 0,500
MMoutb) u TpmdTmwiamuaa (0,070 M, 0,505 mmons) B atanone (1 wmur), Tper-Oytuia-3-popmui-1H-uamon-1-
kapookcmiata (0,245 1, 0,999 MMob) U pacTBopa 3-MeToKCH-N-(2-MeTmioeH3umaeH))anmmia (1,001 MMoub)
B atanoie (1 mur), HarpeBaembIx Tipu 70°C B Teuenne 2 cyTok. OuncTkoit dem-xpomarorpadueii Ha CHITHKare-
Jie ¢ IpuMeHeHneM rpaauenTa stuinanerata (0-100%) B renTaHe ¢ NOCIEAYIONIMM OCXICHUEM U3 AUITHUIOBOTO
a¢upa nomyqamu 0,056 r (15%) xenaemoro coenunenus B Buzae 6exoro teepaoro Bemecrsa. ESI/APCI(+): 371
(M+H). ESI/APCI(-): 369 (M-H).

Mpumep 310. IMonyuenne 2-((3-(2-(TpeT-O0yTOKCH)ITOKCH)-S5-METOKCU(EHMIT)aMUHO)-2-(4-pTopdenn)-1-
(1H-uHD07-3-11)3TaHOHA.

Cranus 1. 2-(4-Dropdennn)-1-(1H-unnon-3-m)3TaHoH moaydanu coriacHo odrmeit npouenype O u3 pac-
tBopa 1H-mnmona (0,234 r, 1,997 mmoins) B nuxnopmetane (10 mur), 1M pacTBopa TUITHIATIOMHHAN XJIOPHIA B
rexcane (3,000 mur, 3,000 MmMois) 1 pactBopa 2-(4-dprophennn)anermwnxiopuna (0,411 v, 3,001 MMoib) B 1u-
xyiopmetane (1 mur). Ounctkoit piem-xpomarorpadueii Ha CHIIMKArese ¢ MPUMEHEHUEM IPaJIMeHTa dTHIIAIETaTa
(10-80%) B renrane momydanu 0,324 r (64%) sxemaemoro mpoxykra. ESI/APCI(+): 254 (M+H). ES/APCI(-):
252 (M-H).

Cranus 2. 2-bpom-2-(4-dropdenmn)-1-(1H-unm01-3-11)3TaHOH MOTyYann coryiacHo o01ei npouenype P
u3 pactBopa 2-(4-¢proppennn)-1-(1H-nanon-3-nm)aranona (0,320 r, 1,263 mmons) B THF (8,5 mi) u pactBopa
¢ernnrpumermiaMmmonnii Tpudpomuaa (0,522 r, 1,389 mmoins) B THF (5 mi). Peakumonnyto cmecs nepemeniu-
Banu npu 0°C B Teyenue | 4 ¥ Ipu KOMHATHOW TeMmIepaTrype BCIO HO4b. O4nCTKOW (uem-xpomaTorpadueii Ha
CHJIMKarelie ¢ pUMeHeHneM TpaanenTa stiaterara (0-80%) B renrane nogydany B KOJIMYECTBEHHOM OTHOIICHUHT
JKeJTaeMBIi MPOIYKT B BHE HEOUMILIEHHOTO KopnaHeBoro TBepaoro Bemectsa. ESI/APCI(-): 330, 332 (M-H).

Cramus 3. 2-((3-(2-(rper-bytokcm)atokcn)-5-meTokcudenmn)amMmuHo)-2-(4-bropdhennn)-1-(1 H-uanon-3-
WT)3TaHOH IMOJy9alid corjacHo obmielt mponeaype C uz 2-6pom-2-(4-bropdhennn)-1-(1 H-uagon-3-m)aTanona
(0,200 T, 0,602 mMmoub), 3-(2-(TpeT-0yTOoKCH)3TOKCH)-5-MeTokcranmauHa (0,200 1, 0,836 MMOIb) ¥ TPUITHIIA-
muna (0,168 mi, 1,212 mmons) B anieroruTprite (1 mir), o0aydaeMbIx B MUKPOBOIHOBOH meun mipu 100°C B Te-
genue 15 muH. OuncTko (ieni-xpomatorpadueil Ha CHIIMKareiie ¢ MpuUMeHeHHEM TpaarenTa dTmianeraTa (10-
100%) B rentane nomydamu 0,153 r (52%) skemaeMoro coeMHEHUS B BHIE KOPHYHEBOTO TBEPAOTO BEIIECTBA.
ESI/APCI(+): 491 (M+H). ESI/APCI(-): 489 (M-H).

IMpumep 311. INomyuenne 2-(4-dropdennn)-2-((3-(2-runpokcusToKcH)-5-mMeTokcudenmn)amuno)-1-(1H-
WHJI0J1-3-1JT)3TaHOHA.

2-((3-(2-(Tpet-byTokcn)aToKCH)-5-MeToKCHeHIT)aMIHO )-2-(4-propdennn)-1-(1 H-nanon-3-nn)stanon
(0,150 1, 0,306 MMoJIB) pacTBOPSIM B 4H. pacTBOpe XJopuaa Bogopoaa B auokcade (3,000 mu, 12,00 mmous) ©
nepeMelIMBaHueM IIPpY KOMHATHON Temneparype B TedyeHne 16 4. Peakimio racuiy 1006aBiIeHHEM HACHIIIEHHOTO
pacTBopa OmkapOoHaTa HaTpusl. PeakMOHHYIO CMECh JKCTparmpoBayid 3TwiareratoM. OpraHudeckyrio (aszy
MPOMBIBAIA COJICBBIM PAacTBOPOM, CYIIMIM HajA CyibhaToM MarHus, (GpUIbTPOBAIM M KOHIICHTPUPOBAIH IO
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CHIDKEHHBIM JaBiieHneM. OumcTkol ¢urem-xpomaTtorpadueil Ha cuimkarese ¢ MPUMEHEHHEM TPaJNeHTa STHII-
anerara (30-100%) B renrtame mnomydanmu 0,052 r (39%) 2-(4-dropdennn)-2-((3-(2-TUIPOKCUITOKCH)-5-
MeTokcudenmt)amMmuHo)-1-(1H-ungon-3-mdranona. ESI/APCI(+): 435 (M+H). ESI/APCI(-): 433 (M-H).

IMpumep 312. Tlonyuenme 2-((3,5-mumeTtoxcudenwn)amuno)-1-(5-(ruagpokcumern)-1 H-uagon-3-wmm)-2-
(heHnITAaHOHA.

Cramus 1. 5-(((tper-byTunaumeTrncummn)okcu)MeTvn)- 1 H-nHaom momydanu coryiacHo o0Iiel npouenype
N u3 (1H-uamon-5-mn)meranoina (1,000 r, 6,785 mmons), DBU (1,520 M, 10,18 mmons) 1 TBDMSCI (2,250 T,
14,93 mmonp) B THF (25 mi). Ouunctkoit ¢uem-xpomarorpadueil Ha CHIMKaresie ¢ MPUMEHEHHEM TpaJrueHTa
muxiopmerana (5-50%) B renrane nmomydanu 1,540 r (86%) jkenaeMoro coemMHEHUS B BUAE OCKEBOTO TBEPIOTO
BEILIECTBA.

Cramus 2. 1-(5-(((rper-Byrunnumeruncunun)okcn)meTwin)- | H-namon-3-nm)-2-xmop-2-peHnInTaHoH  1o-
Jdydanu coriacHo oOmeil mpouenype A u3 S-(((Tper-Oyrmnammernncunmn)okcu)mermn)-1H-unnona (0,700 T,
2,675 mmonn), mupuauHa (0,210 M, 2,602 MMoins) u a-xjiopdenmnaneTmixiaopuaa (0,386 mi, 2,678 MMoib) B
Toiyose (2 mu). [ToaydeHHBIH MOCEe AKCTParupoOBaHMsl OCTATOK OYMINAIK (uen-xpoMaTorpadueil Ha CHIMKa-
rejie ¢ MpUMEHeHueM TpaauenTa stunanerara (15-100%) B renrane ¢ momydenuem 0,550 r (50%) xemaemoro
COEIIHEHUS B BHJE OEJIOT0 TBEPIOTO BEIIECTBRA.

Cramus 3. 2-((3,5-Aumerokcudennn)amuno)- 1 -(5-(runpokcumetwn)- | H-unmon-3-un)-2-peHuITaHoH 1o-
nydanu coryiacHo obOmeid mporuenype E u3 1-(5-(((Tper-OyTHiauMeTHICHITT)OKCH )MeTrN)- | H-uamou-3-n)-2-
xyop-2-permmTanona (0,300 r, 0,724 Mmmoinb) u 3,5-mumetoxcuanmimHa (1,110 r, 7,246 MMOJIb) B alleTOHUTPH-
ne (3 mi), obmydgaembix B MUKpoBoiHOBOH meun mipu 130°C B Teuenne 30 muH. OcTatok oummanu (irer-
xpomarorpadueii Ha crIHMKarese ¢ IpuMeHeHHneM rpaauenTa stnianerara (15-100%) B renrane. JlomomHuTE H-
HOHM OYMCTKOW (rem-xpoMaTorpadueil Ha cHIMKareie ¢ IpUMEHeHHeM TpaaueHTa stuinanerara (5-50%) B au-
XJIOpPMETaHe C Tocienytomei ouncTkoi npenapatuBHoii BOXX (komonka XBridge; crioco6 2) nmosryyanu 0,019
r (5%) xemaemoro coenuHeHUs B Bujae Oenoro TBepaoro emectBa. ESI/APCI(+): 417 (M+H). ESI/APCI(-):
415 (M-H). 'H SIMP (DMSO-ds) & 12,08 (1H, br s); 8,87 (1H, s); 8,15 (1H, s); 7,64 (2H, d); 7,41 (1H, d); 7,25-
7,35 (2H, m); 7,12-7,24 (2H, m); 6,33 (1H, d); 5,98-6,15 (3H, m); 5,73 (1H, s); 5,11 (1H, t); 4,56 (2H, d); 3,63
(6H, s).

Mpumep 313. Tomyuenme 2-((3,5-mumeroxcudenun)amuno)-1-(4-(rugpoxcumerin)-1H-unnomn-3-wum)-2-
(heHnmITaHOHA.

Cramus 1. 4-(((tper-byTunaumeTrncummn)okcu)MeTr)- | H-naaon nomydanu coryiacHo o0Iiel npoueaype
N u3 (1H-uamon-4-un)meranoina (1,000 r, 6,785 mmons), DBU (1,520 mn, 10,18 mmons) 1 TBDMSCI (2,250 T,
14,93 mmonp) B THF (25 mi). OuuncTkoit ¢uem-xpomarorpadueil Ha CHUIMKaresie ¢ MPUMEHEHHEM TpaJrueHTa
muxiopmerana (15-70%) B renrane momyganu 1,650 1 (93%) xemaemoro coemuHEeHHs B BUAE 0€JI0r0 TBEPIOTO
BEIIIECTBA.

Cranus 2. K pacrBopy 4-(((Tper-Oytrnanmeruncuiani)okcn )Metin)- 1 H-nanona (1,000 r, 3,825 mmoins) u
mupuauHa (0,300 mut, 3,717 mmons) B Tomyoste (10 M), HarpeBaeMmbIx mpu 55°C, 1o KarmsMm T00aBISITH OL-
xnopdenunaneruinxnopun (0,552 mi, 3,825 mmorns). Peakumonnyro cMech HarpeBanu npu 55°C B Teuenue 1 4.
[Moce oxnakaeHus 10 KOMHATHOM TeMIiepaTyphl J00aBISIIIN BOLY M METaHOJI. PeakmoHHyI0 cMech epeMelu-
BaJIM IIpY KOMHATHOH Temneparype B TeueHue | 4. PeakumoHHylo cMech sKcTparnpoBaiu stiianetaroM. Opra-
HUYECKUH CJIOH IMPOMBIBAIN COJIEBBIM PAaCTBOPOM, CYIIWJIM HaJ CyJIb(haToM Maruus, QUIbTPOBAIN U KOHIICH-
TPUPOBAJIM 1O/ CHIDKEHHBIM naBieHueM. Oumctkoil Qienr-xpomarorpaduell Ha CHIIMKareie ¢ MpUMEHEHHEM
rpagueHTa stmnanerata (15-70%) B renrane momydamn 0,648 r (41%) 1-(4-(((TpeT-Oy THIIIMMETHIICHITII)OK-
cu)metin)- | H-uanon-3-mm)-2-xmmop-2-pernniTaHoHa B Buae KopuaaeBoro macia u 0,317 r (28%) 2-xmop-1-(4-
(ruppoxkcumertn)- 1 H-uanon-3-mn)-2-hennnaTaHona.

Cramus 3. 2-((3,5-Anmerokcudennn)amMuno)- 1 -(4-(runpokcumetwn)- | H-unmon-3-un)-2-peHnITaHoH 1o-
Tydand coryiacHo oOmieit mporeaype E u3 2-xmop-1-(4-(ruapoxcumetiun)- 1 H-uamn0m-3-mn)-2-GpeHmmTaHoHa
(0,150 T, 0,500 mmome) u 3,5-mumeTokcuanmamHa (0,767 T, 5,007 MMois) B anleToHUTpIIIE (3 MIT), 00IydaeMBbIX
B MuKpoBosiHOBO#H 1eun npu 130°C B teuenne 15 mun. OctaTok ouninany ¢uem-xpomarorpadueil Ha cuimka-
reyie ¢ MpUMEHEHHEM Tpaauenta stunanerara (2-40%) B rentane. J[ononHUTEILHOW OYUCTKOM MpemnapaTUBHOM
B3XX (xonmonka XBridge; crioco0 2) ¢ mocueIyrmuM ocaxAeHueM 13 quxiopmerana momydanu 0,028 T (14%)
JKEJIaeMoro coeuHeHus1 B Buae Oesoro TBepaoro BemectBa. ESI/APCI(+): 417 (M+H). ESI/APCI(-): 415 (M-
H). 'H IMP (DMSO-d¢) & 12,24 (1H, br s); 8,96 (1H, s); 7,60 (3H, d); 7,25-7,43 (4H, m); 7,20 (2H, m); 6,36
(1H, d); 6,17 (1H, d); 6,08 (2H, s); 4,94-5,15 (2H, m); 4,65 (1H, dd); 3,64 (6H, s).

Mpumep 314. Tomyuenue 2-((3,5-mumerokcudenmn)amuno)-1-(5-(3-ruapoxcunpornun)-1H-unmon-3-nm)-
2-peHnIITAaHOHA.

Cramus 1. K ecmecn 1H-unnon-5-xkapookcanpaeruaa (4,790 r, 33,00 mmons) 1 kapbonara kamus (11,40 T,
82,48 mmons) B THF (90 M) mo6apnsimn metunamdTiidocdonoanerart (8,700 mi, 47,40 mmons). Peaknmonnyro
CMech HarpeBalii ¢ 0OpaTHBIM XOJIOAWIBHUKOM B T€UeHHE 24 4 ¥ KOHIICHTPUPOBAJIH IO/ CHIDKEHHBIM JaBJICHH-
eM. OcTaToK MOTJIOMAIN BOJIOH, 1H. pacCTBOPOM XJIOPBOJOPOTHON KHUCIOTOW U TUATHIOBBIM dpupoM. Opamxke-
BBII ocaziok GuibTpoBany. ®a3el GrutbTparta pasaenssau. Opranndeckyio $hasy Cymuii Hal CyTb()aToM MarHus,
(UITBTPOBAIN ¥ KOHLICHTPUPOBAJIH T10]] CHI)KEHHBIM JaBieHreM. O4ncTKOH Quen-xpomarorpadueid Ha CHITHKa-
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rejie ¢ MpuMeHeHueM rpaauenTa stunanerara (0-40%) B renrane nosyvanu 2,350 r (35%) mermn-3-(1H-unmon-5-
HIT)aKpHIaTa B BHE Genoro tBeporo emectea. ESI/APCI(-): 200 (M-H). 'H SIMP (DMSO-dq) & 8,32 (1H, br s);
7,85 (1H, d); 7,81 (1H, s); 7,43 (1H, dd); 7,38 (1H, d); 7,24 (1H, t); 6,59 (1H, br s); 6,42 (1H, d); 3,81 (3H, s).

Cramus 2. K pacteopy mertmin-3-(1H-ungon-5-mn)akpuiara (2,000 r, 9,939 mmoins) B Metanomne (20 i)
nmobasisumn 10% mammaguit Ha yrie (0,530 1, 0,489 mmons). CycneH3nio nepeMemnBaiyd Ipu KOMHATHOH TeM-
neparype B atMocdepe Bogopoa B TedeHue 24 4. PeakimoHHYI0 cMech (PHIIBTPOBAN Yepe3 MPOKIAIKY LEIIIH-
Ta U QWIBTPAT KOHIEHTPHUPOBAIH II0J CHIKCHHBIM AaBlieHHEM c moiyderneMm 1,820 r (90%) mermn-3-(1H-
WHOJ-5-1I)nponaHoara B Buze 6emoro TBepaoro Bemectsa. ESI/APCI(+): 204 (M+H).

Cramus 3. K pactBopy metmi-3-(1H-unmgon-5-unm)nponanoara (1,820 r, 8,955 mmons) B cmecu THF (30
M) 1 dTadona (7,5 mi) mobasnsmu 4M pactBop 6opruapuaa autus B THF (5,000 mut, 20,00 mmons). Peakiion-
HYIO CMECh IIepEeMEIINBAIN IIPH KOMHATHOW TeMIeparype Bcro Houb. [locie oxnaxknenus no 0°C peakiuro ra-
CHIIM 100aBJICHHEM HACBIIIEHHOTO PacTBOpa XJIOpHAa aMMOHHS. PeakIMOHHYI0 cMeCh SKCTParupoBajH STHII-
arnieraroM. Opranudeckyo a3y CylIIHiId Haja Cylb(paToM MarHusi ¥ KOHICHTPUPOBAIN I10]] CHHKEHHBIM JIaBJIe-
HueM. Ouncrtkoil (ien-xpomarorpadueil Ha CHIMKarene ¢ MpUMEHEHHeM TpajaueHTa stwianerara (0-40%) B
renrane monydanu 1,400 r (89%) 3-(1H-unmon-5-un)nponan-1-oma B Bume Oecipernoro mMacia. ESI/APCI(+):
176 (M+H).

Cramus 4. 5-(3-((TpeT-ByTHIIUMETHIICHIIIIT)OKCH )Tporti )- | H-mHI07T momydaiu coriacHo o0miel mpoiie-
nype N u3 3-(1H-unmon-5-wn)nponan-1-oma (0,200 r, 1,141 mmons), DBU (0,255 mu, 1,708 mmoins) 1 TBDM-
SCI (0,378 r, 2,508 mmoup) B THF (4 mi). Ounctkoii duren-xpoMarorpadueit Ha CHIIMKareyie ¢ MpUuMeHEHUEM
rpagueHTa auxigopmerana (15-70%) B rentane momydanu 0,313 r (95%) sxemaemMoro coeqMHEHUS B BUIE Macia.
ESI/APCI(+): 290 (M+H).

Cramus 5. K pactBopy 5-(3-((Tper-Oyrrnmumeruncuini)okcn)nponuin)-1H-nanona (0,310 r, 1,071
MMOJIB) B auxiopmerane (4 min), oxnaxaeaHoMy 1o 0°C, nobasisin 1M pacTBOp IS THIATIOMUHUH XJIOpHIa B
THF (1,630 M, 1,630 mmouts). Cmech nepemernnBainy rmpu 0°C B Treuenne 30 MUH ¥ 1O KaruIsiM JOOABIISIH pac-
TBOp (hermnanermnxyopuaa (0,214 mi, 1,606 mmons) B nuxnopmerane (4 mi). [loxyueHHsIH pacTBOp mepeme-
mmBany npu 0°C B Teyenne 2 4. Peakuuio racuny 1006aBiIeHHEM CMECH BOZBI M HACHIIEHHOTO pacTBopa OuKap-
Oonara HaTpus. PeakIMOHHYIO CMeCh SKCTparupoBayv dTHianeTaToM. OpraHndeckyro a3y KOHIEHTPUPOBAIH
MO CHIKCHHBIM AaBiieHHeM. O4HCTKO# (rem-xpomaTorpadueld Ha CHIMKareiie ¢ MpUMEHCHHEM TpaaueHTa
stmnanerata (2-100%) B remrane momywamu 0,071 r (23%) 1-(5-(3-ruppoxkcunpomnr)- 1 H-unmon-3-wmm)-2-
(hennmaTaHoHa B Bune Oemoro tBepaoro BemiectBa. ESI/APCI(+): 294 (M+H); 316 (M+Na). ESI/APCI(-): 292
(M-H).

Cramust 6. 2-bpom-1-(5-(3-ruapoxcunpornin)- 1 H-uaa0m-3-m1)-2-heHnIITaHOH MOJTyqalid COTJIACHO 00-
mei nponienype P u3 pactBopa 1-(5-(3-rumpoxcunponmn)-1H-uanomn-3-mn)-2-gpermmranona (0,088 r, 0,300
mmons) B THF (2,5 mi1) n pactBopa ¢pernnrpumermiammonnit tpudbpomuaa (0,124 r, 0,330 mmons) B THF (2,5
mi). Peakunonnyio cmech nepememinBany npu 0°C B Teyenue 1 4 v npu KOMHATHON TeMmImepaType BCIO HOYb.
Oprannyeckyto a3y KOHIEHTPUPOBAIM IO CHMKEHHBIM AaBieHHeM. OUncTKo# ¢urem-xpomaTorpadueii Ha
CHJIMKarejie ¢ MpUMEHEHHEM TpajueHTa sTmwianerata (5-50%) B auxmopmerane nosydanu 0,096 T (86%) xe-
JIAEMOTO COCIMHEHU B BUe OexeBoro tBepaoro Bemecta. ESI/APCI(+): 372, 374 (M+H); 394, 396 (M+Na).
ESI/APCI(-): 370, 372 (M-H).

Cramust 7. Cmechb 2-6pom-1-(5-(3-ruapoxcunpornin)-1H-unmon-3-un)-2-penmmranona (0,100 T, 0,269
MMOJIb), 3,5-mumeTtokcuanmnuHa (0,205 r, 1,345 mmons) u Tpudtunamuna (0,075 mi, 0,541 MMOJb) B alleTOHUT-
pwite (2 MIT) IepeMenuBajIi pU KOMHATHOMW TeMIlepaTtype B TeueHne 2 cyTok. JloGasisu 1H. pacTBOp XJIOPBO-
JOPOJTHOM KUCIOTHI M PEAKIMOHHYIO CMECh IKCTPAarupoBalii 3TwianeTatoM. Opranndeckyio a3y KOHICHTPH-
POBaJH IOl CHIKCHHBIM JaBieHueM. OuncTkoi (hiemr-xpomarorpadueii Ha CHIMKareie ¢ MpUMEHEHHEM Tpa-
nueHTa stunanerata (5-50%) B muxmnopmerane noxydanu 0,071 r (59%) 2-((3,5-numerokcudenun)amuno)-1-(5-
(3-runpoxcunponmn)-1H-unnon-3-un)-2-penmnstanona B Bune OexxeBoro TBepnoro BemectBa. ESI/APCI(+):
445 (M+Na). ESI/APCI(-): 443 (M-H). 'H SIMP (DMSO-d¢) & 12,06 (1H, br s); 8,86 (1H, br s); 8,01 (1H, s);
7,65 (2H, d); 7,38 (1H, d); 7,31 (2H, t); 7,16-7,25 (1H, m); 7,08 (1H, d); 6,32 (1H, br s); 6,06 (3H, br s); 5,74
(1H, br s); 4,45 (1H, br s); 3,63 (6H, s); 3,43 (2H, m); 2,69 (2H, t); 1,65-1,85 (2H, m).

Mpumep 315. Tlomyuenme 2-((3-(2-(Tper-OyTOoKCcH)3TOKCH)-5-MeTOoKcupeHmt)aMuHo)-1-(5-dprop-1H-
WHJ0JI-3-111)-2-eHIIITAaHOHA.

Cramus 1. 1-(5-®top-1H-urmon-3-un)-2-QeHmIdTaHOH TOTydad coriacHo obmei mporeaype O u3 pac-
TBOpa S-¢rop-1H-unmona (0,680 t, 5,032 mmoins) B muxmopmerane (20 mi), 1M pacTBopa JUITUIATIOMUHHMA
xyopuna B rekcane (7,600 mi, 7,600 mmois) 1 pactBopa permnanermaxiaopuaa (1,000 mi, 7,504 MMoib) B 1u-
xnopmeTane (20 mir). OuncTKON ocaskaeHneM u3 sTmwianeTtara noiaydanu 0,820 r (64%) xemaeMoro coeTMHEHUS
B BuJie Oenoro TBepaoro BemiectBa. ESI/APCI(+): 254 (M+H). ESI/APCI(-): 252 (M-H).

Cramus 2. 2-bpom-1-(5-drop-1H-uamomn-3-mn)-2-heHnITaHoH Todydaid coTiiacHo obmiei nporeaype P
u3 pacteopa 1-(5-¢rop-1H-nnnon-3-mn)-2-¢pennmsranona (0,800 r, 3,159 mmons) B THF (22 M) u pactBopa
¢ernnrpumermiaMmmonnii Tpuobpomuna (1,310 r, 3,485 mmons) B THF (25 mu). Peakumonnyro cmech nepeme-
muBamy npu 0°C B TeyeHme 1 4 W IpM KOMHATHOH Temmeparype B TeueHne 4 4. Ouucrkod uiermn-
XpoMaTtorpaduell Ha CHIIMKarese ¢ mpuMeHeHneM rpaauenta stunanerara (0-70%) B renrane nosyqanu 1,040 r
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(99%) xemaemoro coenuHeHus B BUIe Oenoro TBepaoro BeriectBa. ESI/APCI(+): 332, 334 (M+H). ESI/APCI(-):
330, 332 (M-H).

Cramus 3. PactBop 2-6pom-1-(5-¢pTop-1H-unmon-3-un)-2-penmmranona (0,100 r, 0,301 mmoins), 3-(2-
(Tper-OyToKcH)aTOoKCH)-5-MeTokcuanmmmHa (0,075 1, 0,313 Mmop) u TpudTunamuHa (0,085 mi, 0,610 Mmons) B
aretorutpwie (0,45 Mir) mepeMenMBaIv P KOMHATHOUW TEMITepaType B TEUCHHE 7 CYTOK. PeakImoHHYI0 cCMeCh
KOHIICHTPUPOBAIIX TT0]T CHIDKCHHBIM JaBieHneM. OUucTKo# ¢urent-xpomarorpadueil Ha cuiamukarese ¢ mpuMeHe-
HHeM rpaauenTa stmnanerata (0-50%) B rentane nomywamu 0,101 T (68%) 2-((3-(2-(TpeT-0yTOKCH)ITOKCH)-5-
MeToKcU(peHmT)aMuHO)- 1 -(5-dhrop-1 H-unnomn-3-mn)-2-bpenmmranona B Buae macia. ESI/APCI(+): 491 (M+H).
ESI/APCI(-): 489 (M-H).

Mpumep 316. Ilomywenue 1-(5-¢prop-1H-nnnomn-3-mm)-2-((3-(2-ruapoKcUITOKCH)-5-METOKCU(EHIIT)aMHU-
HO)-2-(heHUIIITAHOHA.

2-((3-(2-tper-byrokcu)aroken)-5-merTokcudennn)amMmuHo)- 1 -(5-dprop-1H-unmon-3-nmn)-2-pennnstanon
(0,101 r, 0,206 MMoIb) pacTBOpsUTH B 4H. pacTBOpe XJopuaa Bogopona B auokcade (2,000 mi, 8,000 MMoIb).
PeakinoHHyI0 cMech IepeMeIINBali IPH KOMHATHOW TeMIleparype B TedeHHe 16 4 W KOHICHTPUPOBAIH MOJ
CHW)KCHHBIM jaaBiieHueM. OCTaToK pasfelsian MEXIy dTwianeratoM u 1M pactBopom OnkapOoOHATa HATpHS.
®da3pl pazgensn. OpraHndeckyo Ga3y CyIUiId Haj Cylb(paToM MarHus, GUIBTPOBAIN M KOHIEHTPUPOBAIH
MOl CHIKCHHBIM AaBiieHHeM. O4HCTKO# (rem-xpomaTorpadueld Ha CHIMKareiie ¢ MPUMEHCHHEM TpaaueHTa
stmnarnerata (50-100%) B remrame momywamum 0,060 T (67%) 1-(5-¢Top-1H-uHmon-3-mm)-2-((3-(2-
THUIPOKCUITOKCH)-5-METOKCU(PEHIIT)aMIHO)-2-heHMIITaHOHa B BUAe TBepaoro BemiectBa. ESI/APCI(+): 435
(M+H). ESI/APCI (-): 433 (M-H).

[Mpumep 317. Ionyuenue 2-((4-prop-3-meTokcudenun)amuno)- 1 -(1H-nunon-3-nn)-2-pennnstanona.

PactBop 2-6pom-1-(1H-unnon-3-mn)-2-pennnsranona (0,048 r, 0,153 Mmonb), 4-hTop-3-MeTOKCHaHMINHA
(0,026 T, 0,184 Mmmomb) 1 TpuaTIIIamMuHa (0,030 M, 0,215 MMons) B aneToruTprite (0,5 MiT) IepeMeInBalIN TIPH
50°C B Teuenue 16 4 u mpu KOMHATHOH Temmeparype B TeueHHe 96 4. PeakllmOHHYI0 cMech KOHLEHTPUPOBAIN
MOJ CHIKEHHBIM JHaBiieHueM. OuncTKON (renr-xpomarorpadueil Ha cUIMKaresile ¢ NPUMEHCHHEM TpaJucHTa
stunarnerata (0-40%) B rentane momydanu 0,054 r (94%) 2-((4-¢rop-3-meroxcudennn)amuno)-1-(1H-uanon-3-
nn)-2-pernmiTanoHa B Buae 6exeBoit neHsl. ESI/APCI(+): 375 (M+H). ESI/APCI(-): 373 (M-H).

IIpumep 318. TMonmyuenne 2-((3,5-mumetokcudenmn)amMuHo)-1-(4-(3-ruapoxcurponmn)- 1 H-uagon-3-mm)-
2-peHnmITaHOHA.

Cramus 1. K pactBopy 1H-unmon-4-kap6anpaeruma (1,000 r, 6,889 mMonb) U MeTHI-2-(IUdTOKCH(OC-
dbopmm)amerara (1,511 mu, 8,268 mmons) B THF (15 M) no6asnsumm kap6onat kamus (2,380 r, 17,22 MMoIb).
PeakinoHHYI0 cMeCh HarpeBajy ¢ OOpaTHBIM XOJIOJMIBLHHKOM B TedeHHe 16 4. PeakIMOHHYIO cMech KOHIICH-
TPUPOBAJIH T10J] CHI)KCHHBIM AaBiieHHeM. OCTaToK pa3/esisuli MKy TUSTHIOBBIM 3¢upom 1 Bogoi. Passl pas-
nersui. Opranudeckyto (asy MpoMbIBaIM COJIEBBIM PACTBOPOM, CYIIHMIIM HaJ Cylb(aToM MarHus, QUiIbTpOBaIN
Y KOHIICHTPUPOBAJIH T10] CHIKEHHBIM JaBieHreM. OuncTkol ¢uem-xpomarorpadueil Ha cuiimkareie ¢ IpuMe-
HeHWeM TrpanuenTta ostwianerata (0-60%) B renrtane mnomywanmu 1,059 r (76%) wmerun-3-(1H-unnon-4-
wi)akpuiara B Bune macia. ESI/APCI(-): 200 (M-H).

Cramus 2. K pactBopy metmi-3-(1 H-ungon-4-mm)akpunara (1,059 r, 5,263 MMoJI1b) B ME€TaHOJE TOOABIISITH
10% mamnmanuit Ha yriae (0,560 r, 5,262 mmons). CycneH3ui0 nepeMennBaiIn B aTMocdepe BOA0poIa PH KOM-
HaTHOW TeMmIieparype B TeueHue 16 4. PeakmoHHyI0 cMech GMIBTPOBAIH Yepe3 MPOKIAAKy IenuTa. TBepaoe
BEIIECTBO TPOMBIBAJIM 3TAHOJOM W (PHIBTPAT KOHIEHTPUPOBAIH IOJ CHIDKCHHBIM AaBieHHeM. OUYnCTKON
(nem-xpomarorpadueil Ha cuiIMKaresire ¢ IpuMeHEeHneM rpaaueHTa sTmianerata (0-60%) B remrane momrydand
0,936 1 (88%) metun-3-(1H-unnon-4-nn)nponanoara. ESI/APCI(+): 204 (M+H).

Cranmus 3. K pacteopy metmi-3-(1H-unnon-4-nn)npomnanoara (0,935 r, 4,601 mmons) B cmecu THF (15
Mu1) ¥ 9TaHona (4 mi) gobasmstin 6opruapun utus (0,230 r, 10,58 mmons). PeakunonHnyio cMech nepemeninBa-
JIM TIpY KOMHATHOW TemIlepatrype B TedeHue 16 4. Peaknmio racunym no0aBiieHHEM HACHIILIEHHOTO PacTBOpPa XJIO-
pHa aMMOHUSI ¥ pEaKIMOHHYIO CMECh AKCTpAarupoBay aTmianeraroM. OpraHudeckyro a3y NpOMBIBAIN COJIe-
BBIM PacTBOPOM, CYIIMJIHM HaJ CylIb(aToM Marius, GUIbTPOBAIN W KOHIEHTPUPOBAIH O] CHIKEHHBIM JIaBJIe-
aueM ¢ nosryderueM 0,730 1 (91%) 3-(1H-ungon-4-nm)nponan-1-ona B Buae moiognoro macna. ESI/APCI(+):
176 (M+H). ESI/APCI(-): 174 (M-H).

Cramus 4. 4-(3-((TpeT-ByTHIIUMETHIICHIIIIT)OKCH )Tportii )- | H-mHI0MT momydaiu cortacHo o0miel mpoiie-
nype N u3 3-(1H-unnon-4-wn)npomnan-1-oma (0,300 r, 1,712 mmons), TBDMSCI (0,568 T, 3,769 MmMous) 1 DBU
(0,387 mu, 2,568 mmoins) B THF (6 mur). Oumnctkoii ¢uem-xpomarorpadueii Ha cuIMKareie ¢ MpUMEHEHUEM
rpaguenTa stuianerara (0-60%) B rentane momydanu 0,388 r (78%) xemaemoro coemunenus. ESI/APCI(+):
290 (M+H). ESI/APCI(-): 288 (M-H).

Cranmus 5. 1-(4-(3-((tper-byrrnpumeruncnnmn)okcu)nponmn)- 1 H-uanomn-3-wmt)-2-GpeHnIITaHoH 1morydaiy
cormacHo obmeit mpouexype O mu3 pactBopa 4-(3-((mpem-OyTHIIMMETHICHINII)OKCH)ponwi)- 1 H-nanona
(0,385 1, 1,330 Mmmoip) B muxiopmerane (7 mut), 1M pacTBopa AMATHIIAIOMHUHUI Xitopuaa B rekcane (1,995 mu,
1,995 mmonb) u dpermnanermixiopuaa (0,266 mi, 1,996 mmons). OuncTkoi diem-xpomarorpadueil Ha CHIIN-
Karele ¢ IpUMeHeHHeM rpaaueHTa sTmanerata (0-60%) B rentane noxyuanu 0,090 r (17%) xemaemoro mpo-
Iykta B BHIe Oenoro tBepaoro Bemiectsa. ESI/APCI(+): 408 (M+H); 430 (M+Na). ESI/APCI(-): 406 (M-H).

Cramust 6. 2-bpom-1-(4-(3-ruapoxcunpornun)- 1 H-uagom-3-mr)-2-heHnITaHoH MOJTyJald COTJIACHO 00-
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meii npouenype P mu3 pactBopa 1-(4-(3-((mpem-OyTmiaumernicuiimi)okcu)npornwn)-1 H-ungon-3-um)-2-
¢ermmTanona (0,090 r, 0,221 mmons) B THF (2 min) u pactBopa ¢pernnrpumermiaMmmonuii Tpudpomuna (0,091
T, 0,243 mmonp) B THF (2 mun). Peaknmonnyro cmech nepememnyBany mpu 0°C B Tedenne 1 94 ¥ mpu KOMHATHOU
Temmeparype Bcio HOub. OuncTKoi (iem-xpomaTorpadueil Ha CHIIMKareje ¢ MPUMEHEHHEM T'paJucHTa ITHII-
arierata (0-100%) B renrane nomydanu 0,040 T (49%) xemaemoro mpoxaykra. ESI/APCI(+): 372, 374 (M+H).
ESI/APCI(-): 370, 372 (M-H).

Cramuss 7. K pactBopy 2-6pom-1-(4-(3-ruapoxcunpornun)-1 H-unnon-3-mn)-2-¢penmmaranona (0,040 1,
0,107 mmonn) B anerorutpuite (0,5 mur) nobasnsumm 3,5-mumetokcuanmaud (0,049 r, 0,322 MMOJb) U CMeECh Tie-
peMelrBaiy Ipyd KOMHATHOW TeMIleparype B TeueHHE 2 CYTOK. PeaklMOHHYIO cMeCh KOHIEHTPUPOBAIH IIOJ
CHIDKEHHBIM JIaBJICHHEM M OCTAaTOK OYMIIaiM (hien-xpomarorpadueil Ha cuiimKarese ¢ IpuMeHEeHHEM I'paIueH-
ta stwnanetara (10-80%) B renrane. JlomomHuTeNpHOM ouncTKOM mpenapatuBHoi BIXKX (xomonka XBridge;
cnioco6 2) momyyanu 0,009 r (18%) 2-((3,5-mumeTokcudenmn)amuHo)-1-(4-(3-rugpokcumnponiun)- 1 H-uamgon-3-
wi)-2-(peHnITaHoHa B BUe Genmoro amopduoro tBeproro BeuiectBa. ESI/APCI(+): 445 (M+H). ESI/APCI(-):
443 (M-H).

IIpumep 319. Tloayuenme 2-((3,5-mumeToxcudenun)amuo)-1-(7-(2-rugpokcudTiin)- 1 -metni- 1 H-urmon-
3-un)-2-peHmm TaHoHA.

Cramus 1. 2-(1H-UHnon-7-wn)sTrHianeraT mojydain coritacHo obmieit mpouenaype Q u3 2-(1H-unmon-7-
mi)stanona (0,200 r, 1,241 mmons), DMAP (0,310 1, 2,537 mMmons) u ykcycHoro anruapuna (0,310 mo, 3,285
MMoJTb) B auxiopmetane (30 mur). OgucTkoi ¢ureni-xpoMaTorpadpueil Ha CHIHKareie ¢ MpUMEHEHHEM TpaJueH-
ta strnanetara (20-80%) B rentane momyganu 0,218 r (86%) jxemaeMoro mpoayKTa B BHAE OECIIBETHOTO Maca.
ESI/APCI(+): 204 (M+H); 226 (M+Na). 'H SIMP (DMSO-dg) & 11,11 (1H, br s); 7,41 (1H, m); 7,33 (1H, t);
6,93 (2H, m); 6,43 (1H, m); 4,29 (2H, t); 3,16 (2H, t); 1,97 (3H, s).

Cranus 2. K pacrBopy 2-(1H-unnon-7-un)stunanerara (0,118 r, 0,581 mmons) B8 DMF (4 M) no6asisnu
kapOonart 1e3us (0,483 1, 2,965 mmons) u metwrioaun (0,055 mi, 1,767 mmons). Uepe3 7 9 mpu KOMHATHOU
TeMmreparype cHoBa no0aBmsum kapOoHaT mesus (0,483 1, 2,965 mmone) u metwritonun (0,055 mm, 1,767
MMOJIB). Peakironnyo cMech epeMeIniBaii BClo HOUb PU KOMHATHOW Temriepatype. Jobasmisim Boxy u pe-
aKIMOHHYIO CMECh JKCTparupoBain dTHianeraToM. Opranndeckyio ¢asy IpoOMBIBAIN BOJOW M COJIEBBIM pac-
TBOPOM, CYIIWJIM Haja Cymb(haToM HATpHs, (PUIBTPOBAIM M KOHIICHTPUPOBAIHN TOJA CHIDKCHHBIM JaBICHUEM.
Ounctkoii ienr-xpomarorpadueii Ha cuIMKarene ¢ MpuMeHeHHeM TpanuenTa stuianeraTa (20-60%) B rentane
nonyganu 0,094 r (75%) 2-(1-metun-1H-unnon-7-un)strnanerara B Buge xentoro macia. ESI/APCI(+): 218
(M+H); 240 (M+Na). 'H SIMP (DMSO-de) & 7,44 (1H, m); 7,24 (1H, t); 6,95 (2H, m); 6,40 (1H, m); 4,30 (2H,
t); 4,04 (3H, s); 3,38 (2H,t); 2,02 (3H, s).

Cramus 3. 2-(1-Metun-3-(2-hennnanernn)- 1 H-uHmo-7-1m1)sTHIaneTaT mofydaid COTJIaCHO OOIIeH Mmpo-
neaype O u3 pactBopa 2-(1-metnn-1H-uagon-7-wn)stmnanerata (0,094 r, 0,433 MMoinp) B auxiopmeTane (2,2
wi1), 1M pactBopa audTHnamoMuHnii xinopuaa B rexcane (0,750 mi, 0,750 Mmois) 1 pacTBOpa (heHMIIAIETHII-
xnopuzaa (0,098 mu, 0,735 mmous) B quxsiopmerane (2,2 mi). OuncTko# ¢ueni-xpomatorpadueil Ha CHIIMKaresne
C NpUMEHEeHHeM TpaaueHTa stinanetara (20-80%) B renrane momyvanu 0,071 1 (49%) sxenaeMoro nmpoaykTa B
BHZIE MyprypHoro moporka. ESI/APCI(+): 336 (M+H); 358 (M+Na). 'H SIMP (DMSO-dg) & 8,53 (1H, m); 8,15
(1H, d); 7,1-7,4 (TH, m); 4,31 (2H, t); 4,15 (3H, s); 4,11 (2H, s); 3,40 (2H, t); 2,00 (3H, s).

Cragus 4. K cycnemsun 2-(1-metmn-3-(2-dpenmnanerwn)- | H-uamon-7-un)stunanerata (0,090 r, 0,268
MMOJB) B cMecu auokcana (1,4 mu) u Boms! (1,4 mi) moGaBnsun 1H. pacTBOp OKcuzaa JuTHs. PeakioHHYIO
CMecCh MepEeMEIINBAJIH P KOMHATHON TeMIleparype B Te4eHue 2 4. PeakIimoHHyI0 CMeCh AKCTParupoBaId dTH-
naneratoM. Opranmdeckyro a3y mpoMbIBamu 1H. pacTBOPOM XJIOPBOIOPOTHON KHCIOTHI, BOJIOW M COJIEBBIM
pacTBOpOM, CYIIMIM HaJA CYIb(PaTOM HATPHs, GUIBTPOBANIH M KOHIICHTPUPOBAIX IO CHIDKEHHBIM JTaBICHUCM.
OuncTioii ¢uem-xpoMaTorpadueil Ha CHINKareie ¢ mpuMeHeHneM rpaauenTa meranona (0-10%) B auxmopme-
ta"e nosryganu 0,069 T (88%) 1-(7-(2-rugpoxcuyTin)- 1 -metmn- 1 H-uanomn-3-ni)-2-dpernniTaHoHa B Buae Oenoi
nensl. ESI/APCI(+): 294 (M+H); 316 (M+Na).

Cranus 4. 2-bpom-1-(7-(2-runpokxcustrin)-1-metwn-1H-unnon-3-mi)-2-GeHnsTaHoH noydaliy CorJIacHO
obmei npouenype P u3 pacrtBopa 1-(7-(2-rugpokcuatin)-1-metun-1H-unnomn-3-un)-2-gpenmmmranona (0,069 r,
0,235 mmons) B THF (2,9 M) u pactBopa deHunrpumernizaMmmonnii Tpudpomuaa (0,131 r, 0,348 mmons) B THF
(3,5 mn). Peaknmonnyto cmech nepememusanu npu 0°C B TedeHue | 4 u mIpu KOMHATHOH TeMIieparype B Tede-
Hue 3 4. OuncTkoil duem-xpomaTtorpadueil Ha CUIMKarejae ¢ NMpUMEHeHHeM rpaauenTta meranona (0-10%) B
muxyopmerane nonydanu 0,057 r (65%) xemaemoro npoaykra B Buae xxenroro Macna. ESI/APCI(+): 372, 374
(M+H). 'H SIMP (DMSO-dg) & 8,62 (1H, m); 8,12 (1H, d); 7,67 (2H, m); 7,35 (3H, m); 7,16 (1H, m); 7,08 (1H,
m); 6,70 (1H, s); 4,11 (3H, s); 3,67 (2H.,t); 3,19 (2H, t).

Cramus 5. 2-((3,5-Ammeroxcudennn)aMuto)-1-(7-(2-ruapokcudten)- 1 -metuin- 1 H-unmon-3-un)-2-perm-
3TAaHOH TOJyYaJM CoriacHo obmel nporeaype E u3z 2-6pom-1-(7-(2-ruapoxcudtun)- 1 -metun- 1 H-unmon-3-wmn)-
2-permmaTanona (0,052 r, 0,140 mmons) u 3,5-mumeroxcuanmimmia (0,216 T, 1,410 mmons) B anierorutpuite (0,8
MJ), 0o0mydaeMbix B MHKpoBOiHOBOW meum npu 100°C B Tedenwe 10 muH. OcCTaToK OYHIIANHM (Iem-
xpomarorpadueii Ha cHIHMKareie ¢ MmpuMeHeHHeM rpaaueHnta metanona (0-10%) B muxiopmerane. JlomomHu-
TENBHOH 0UMCTKOM (reni-xpomarorpadueii Ha CHIMKaresie ¢ IpUMeHEHUeM TpaauenTa stmianerata (40-95%) B
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rentane noxydanu 0,042 r (68%) xemaemoro npoaykra B Buze 6exeBoro mnopomka. ESI/APCI(+): 445 (M+H);
467 (M+Na). ESI/APCI(-): 443 (M-H). 'H SIMP (DMSO-d¢) & 8,85 (1H, s); 8,09 (1H, d); 7,62 (2H, m); 7,29
(2H, m); 7,0-7,2 (3H, m); 6,34 (1H, d); 6,01 (1H, s); 5,96 (2H, d); 5,72 (1H, s); 4,80 (1H, t); 4,15 (3H, s); 3,68
(2H, q); 3,61 (6H, s); 3,20 (2H, m).

IIpumep 320. IMonyaenne 2-((3-rumpokcu-S-mMmerokcrup e )aMuHo)- 1 -(1 H-uanon-3 -mm)-2-heHnniTaHona.

Cwmech 2-6pom-1-(1H-urmon-3-nn)-2-peanmtanona (0,065 r, 0,207 Mmois), 3-aMUHO-5-MeTOKCHU(pEHOa
(0,115 1, 0,828 mmoup) u TpudTHIamMuHa (0,058 M, 0,418 mmons) B anerorutpuite (0,75 MiT) mepemMenmBanu
TIPY KOMHATHOH TemrepaTtype B TedeHue 65 1. JlobaBnsumi 1H. pacTBOp XJIOPBOJAOPOIHON KHCIOTHI U PEAKITHOH-
HYIO CMECh 3KCTParupoBaiy 3TmianeTaroM. OpraHndeckyio a3y KOHIIEHTPUPOBAIH IO CHIKEHHBIM JaBIICHH-
eM. Ocratok oummany (iemn-xpomartorpadueid Ha CHUIMKarejie ¢ MPUMEHEHHEM TpaaueHTa dTuiamerara (15-
70%) B rentaHe. JlomomHUTENBFHOM 0YNCTKOM (hiteri-xpomarorpadueil Ha CHIMKarese ¢ IPUMEHEHUEM I'palieH-
Ta sTmnanetara (2-20%) B quxmnopmetane noiayvanu 0,033 r (43%) 2-((3-ruapokcu-5-MeTOKCU(PEHIT )aMUHO )- 1 -
(1H-uHn07-3-11)-2-peHmnITaHOHa B Buje Oenoro TBepaoro Bemectsa. ESI/APCI(+): 373 (M+H). ESI/APCI(-):
371 (M-H). '"H SIMP (DMSO-d¢) & 12,12 (1H, br s); 8,93 (1H, br s); 8,85 (1H, s); 8,15 (1H, d); 7,61 (2H, d);
7,46 (1H, d); 7,24-7,35 (2H, m); 7,19 (3H, m); 6,17 (1H, d); 6,00 (1H, d); 5,90 (1H, s); 5,84 (1H, s); 5,58 (1H,
s); 3,56 (3H, s).

Mpumep 321. INomyuenne 2-((3,5-aumeroxcudennn)amMmuHo)-1-(1-metmn-1H-unnon-3-nn)-2-(mupuaun-3-
WIT)9TaHOHA.

Cramus 1. K pactBopy 3-anermnmmagona (2,000 r, 12,56 mmoins) B DMF (26 M), oxnaxaernomy a0 0°C,
J00aBISIIN TOPUHMOHHO TuApuA Hatpusa (60% mucnepcust B MuHepasibHOM Macie; 0,552 r, 13,80 mmons). Uepes
10 mue nipu 0°C gobasmsum metunionun (0,939 mi, 15,08 MMOIIB) U peaKIIMOHHYIO CMECh TIEPEMEITHBAIIN TTPH
KOMHATHOU Temreparype B TedeHue 23 4. PeakimoHHYI0 CMeCh BEUIMBAIN B CMECH JIE/BOJIAa M SKCTParupoBaIn
stunaneratoMm. OpraHudeckyro a3y IpPOMBIBAINA COJEBBIM PACTBOPOM, CYIIWIIA Hall CYIbPaToOM HATPHS, QUITH-
TPOBAJIM M KOHIIEHTPHPOBAIH I10]1 CHY)KEHHBIM aBiieHreM. OuncTkoil dienr-xpomarorpadueii Ha cuiaukaresie ¢
npuMeHeHneM TpaauenTa stuianerara (10-50%) B rentane nmomywamu 1,732 r (80%) 1-(1-metun-1H-unnon-3-
Wi)3TaHoHa B Buze Oesoro nopomka. ESI/APCI(+): 174 (M+H); 196 (M+Na).

Cramus 2. Cmech Tpuc(audensmwmaeHanetoH)aunamianus (0,030 r, 0,033 mmonn), (1) 2,2'-6uc(audenr-
¢docouno)onnadruia (0,051 r, 0,082 mmons) u Tper-6yrokcuna Hatpus (0,211 1, 2,300 mmons) B THF (3,9 mu)
Jlera3upoBaliv B TeyeHue 15 MuH mpu momouy aprouHa. Jlo6asmsmu 1-(1-metun-1H-unnon-3-ui)aranon (0,200
r, 1,155 mmous), 3-6pommupunun (0,094 ma, 0,862 mmoins) 1 THF (1,9 mun). PeakunonHnyto cMech HarpeBainu
mpu 80°C B Teuenue 39 4. [locne oxnmakIeHUs 10 KOMHATHON TeMIIepaTyphl PEaKIIMOHHYIO CMECh pa30aBisuin
STHJIAIETATOM U MPOMBIBAIH BOAOH. OpraHudeckyro ¢a3y MpOMBIBAIN 1H. paCTBOPOM XJIOPBOJIOPOTHOMN KHCIIO-
TeI. BomHyro a3y mpeBpamaiy B OCHOBaHHE TIPU TIOMOIITH 2H. pacTBOpa THAPOKCHIA HATPHS U SKCTPATUPOBAIH
stmnarneraToM. Opraandeckyio a3y mpoMBIBAIH BOAOI M COJEBBIM PAacTBOPOM, CYIIMIM Hal Cyilb(haToM Ha-
Tpus, GUIBTPOBAIA M KOHIICHTPUPOBAIM TOJT CHMKEHHBIM naBieHreM. OuncTkol (rienr-xpomaTtorpaduei Ha
CUIIMKareie ¢ mpuMeHeHHeM rpagueHta meranona (0-10%) B mauxmopmerane momydamn 0,093 r (39%) 1-(1-
metwi-1H-uuon-3-1m)-2-(mupuaus-3-wi)sranona. ES/APCI(+): 251 (M+H); 273 (M+Na). 'H SIMP (DMSO-
de) 6 8,60 (1H, s); 8,55 (1H, d); 8,44 (1H, dd); 8,17 (1H, d); 7,74 (1H, d); 7,56 (1H, d); 7,2-7,35 (3H, m); 4,20
(2H, s); 3,91 (3H, s).

Cranus 3. K pactBopy 1-(1-metwin-1H-unnon-3-ni)-2-(mupuaus-3-mwi)atadona (0,051 r, 0,204 mmons) B
THF (5 mu) no6asmstmn nupuauanii Tpuopomun (0,130 T, 0,406 Mmois). PeakiimoHHyr0 cMech HarpeBaiu MpH
60°C B Teuenue 6 u. Jlo6asmsmu 3,5-nqumeroxcuanuiuH (0,312 r, 2,037 MMOIIb) M pEakIIMOHHYIO CMECh KUTISITH-
M ¢ 00paTHBIM XOJOAWILHUKOM B TeueHue 2 4. [locne oxnakaeHus 10 KOMHAaTHOW TeMIepaTyphl peaKkIHOH-
HYI0 cMeCh (DMIIBTPOBAIM W TBEPAOE BEIIECCTBO MPOMBIBAIH STHIAICTaTOM. DMIBTpAaT KOHLIEHTPHUPOBAIN MO
CHIDKEHHBIM JaBieHHeM. OCTaTOK pa3lelsuIi MEXAY 3THIIANeTaTOM W HACHIIIEHHBIM PacTBOPOM OWKapOoHaTa
Hatpus. @a3sl paszgensi. OpraHundeckyro a3y IpOMBIBAINA BOJOH M COJEBBHIM PACTBOPOM, CYIIWIIHM HAJl CYJb-
(darom HaTpusi, (GUIBTPOBAIM W KOHIICHTPUPOBAJIHM O] CHIDKCHHBIM JaBieHueM. OdYHCTKOW iem-
xpomarorpadueii Ha cUIHKaresie ¢ IpuMeHeHHeM rpaauenTa stmwianetara (10-90%) B renrane noxydanu 0,043
T (53%) 2-((3,5-numertoxcudenmn)amuHo)- 1 -(1-metnn- 1 H-unnon-3-wn)-2-(mupuanH-3-1i1)3TaHOHa B BHIE KEl-
Toro TBepaoro coemmuenns. ESI/APCI(+): 402 (M+H); 424 (M+Na). ESI/APCI(-): 400 (M-H). 'H SIMP
(DMSO-dg) 6 9,02 (1H, s); 8,94 (1H, d); 8,46 (1H, dd); 8,22 (1H, d); 8,02 (1H, d); 7,62 (1H, d); 7,27-7,41 (3H,
m); 6,55 (1H, d); 6,14 (1H, d); 6,10 (2H, d); 5,80 (1H, s); 3,97 (3H, s); 3,68 (6H, s).

Mpumep 322. Tlomyuenue 2-((3-(3-ruApOKCUIPONOKCH)-5-MeTOKCUpeHmT)aMuHo)-1-(1H-unmon-3-ni)-2-
(heHmIITaHOHA.

Cragus 1. K cmecu 3-amuHO-5-Metokcudenona (1,000 r, 7,186 mmoins) u kapbonata nesus (4,680 r, 14,37
mmoinb) B DMF (24 mi) no6asnstimu 3-6pomnponan-1-o1 (1,100 r, 7,914 mmons). PeakunonHyIo cMech nepeme-
muBasn ipu 60°C B Teuenue 20 4. [Tocie oxnaxaenus 1o 0°C qo0aBsuIM HACHIIICHHBIH pacTBOp OnkapOoHaTa
HATPHUS U PEaKIMOHHYIO CMECh IKCTparupoBayd dTmwianeraroM. OpraHudeckyio (a3y KOHIEHTPHPOBAIH IO
CHIDKEHHBIM JaBieHneM. O4rcTKO# (uem-xpomaTorpaduei Ha CHIIMKareie ¢ IPUMEHEHHEM T'paJuceHTa dTHII-
arerata (15-100%) B rentane noxywanu 0,758 t (53%) 3-(3-amunO-5-MeToKcH(peHOKCH)IpOTIaH-1-01a B BHIE
Mmacia. ESI/APCI(+): 198 (M+H).
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Cramus 2. Cmech 2-6pom-1-(1H-urnon-3-un)-2-penmmsranona (0,100 r, 0,318 mmons), 3-(3-amuHO-5-
MeToKcupeHokcH )ponan-1-oma (0,063 r, 0,319 mmons) u TpusTmnamuna (0,088 mi, 0,635 MMOIIb) B alleTOHUT-
pwite (2 MIT) TIepeMeNTUBaIH PH KOMHATHON TeMIiepatype B TedeHue 2 cyTok. CHoBa no06aBisnu 3-(3-aMuHO-5-
MeTokcu(peHoKcH )poran-1-oi (0,063 1, 0,319 MMomb) B MepeMeIBanre MPOJ0DKAIN TP KOMHATHOM TeMITe-
parype B TedeHue 2 cyToK. CMech pa30aBisiIM STHIANETaTOM M MPOMBIBAIN 1H. pacTBOPOM XJIOPBOIOPOIHOM
KHCIOTEI. OpraHndeckyro (a3zy KOHIECHTPUPOBAIW IO CHIDKCHHBIM JgaBieHueM. O4ucTko remr-
xpomarorpadueii Ha cuiHKarene ¢ IpUMEHEHHEM rpanuenTa sTwiarneTara (5-50%) B quxjgopMeraHe ¢ Imoce-
Iyromei ounctkoi mpemaparuBHO BOXXX (komonka XBridge; croco6 5) moxywanu 0,036 t (26%) 2-((3-(3-
THPOKCHIIPOIIOKCH )-5-MeTOKCupeHm1)aMuHo)- 1 -(1 H-unnon-3-un)-2-penmnstaHona B Buae OeOro TBEPAOTO
BemtectBa. ESI/APCI(+): 431 (M+H). ESI/APCI(-): 429 (M-H). 'H SIMP (DMSO-ds) & 12,14 (1H, br s); 8,90
(1H, s); 8,16 (1H, d); 7,63 (2H, d); 7,46 (1H, d); 7,07-7,36 (5H, m); 6,32 (1H, d); 5,93-6,15 (3H, m); 5,71 (1H,
s); 4,51 (1H, t); 3,89 (2H, t); 3,61 (3H, s); 3,51 (2H, m); 1,78 (2H, m).

Mpumep 323. Tomyuenme 2-((3,5-mumeroxcudenun)amuno)-1-(7-(rugpoxcumern)-1H-unnomn-3-wum)-2-
(beHmIITaHOHA.

Cranus 1. PactBop (1H-unmon-7-mi)meranona (0,251 r, 1,705 mmons), umunazona (0,287 1, 4,216 MMoIh)
n TBDMSCI1 (0,300 r, 1,990 mmonn) B THF (8 mur) mepememBamy mpu KOMHATHON TeMIiepaType B TeueHue 4
cyTok. TBepaoe BemecTBO GMIBTPOBAIN M (PUIBTPAT KOHIICHTPUPOBAIH O] CHIKCHHBIM JaBiieHHeM. O4ucT-
Kol ¢ueni-xpomarorpadueil Ha ciIMKarese ¢ MpuMeHeHneM rpaaueHTa stwianetara (0-10%) B renrane moiy-
gamn 0,344 1 (77%) 7-(((tper-6yTrmmamermicumin)okcn)merin)-1 H-ungona B Buge GecuserHoro macma. 'H
SAMP (DMSO-dg) 6 10,83 (1H, s); 7,35 (1H, d); 7,23 (1H, t); 7,01 (1H, d); 6,89 (1H, t); 6,35 (1H, dd); 4,91 (2H,
s); 0,83 (9H, s); 0,00 (6H, s).

Cramus 2. 1-(7-(((rpeT-BytunauMeruncunmn)okcr ) MeTr )- 1 H-uamo-3-um)-2-x10p-2-peHIITaHOH 110~
JTydanam corjlacHo obmieit mponenype A u3 7-(((TpeT-OyTHinaumMeTuncrimi)okcn)meTmn)-1 H-uamona (0,173 T,
0,662 mmonn), mupuauHa (0,060 mi, 0,742 mmoib) 1 a-xjiopdenmnaneTmwixiopuaa (0,095 mm, 0,662 MMoiIb) B
toxyose (1,5 mu). [loydeHHBIH 1ocie SKCTparupoBaHus OCTATOK OYHIAIK (hien-xpomarorpadueii Ha CHIHKa-
rene ¢ MpUMEHeHHeM rpaaueHra stmnanerata (0-25%) B renrane ¢ nonyderuem 0,060 T (22%) xenaemMoro co-
€/IMHEHUs B BUJIE KpacHO-Kopu4aHeBoro TBepaoro BemiectBa. ESI/APCI(+): 414, 416 (M+H). ESI/APCI(-): 412,
414 (M-H).

Cramus 3. 2-((3,5-Aumeroxcudenmn)amuno)- 1-(7-(ruagpokcumern)- 1 H-unnon-3-un)-2-penunsraHon no-
Tydanu coriacHo obmedd mpouenype E uz 1-(7-(((tper-Oyrunaumernicunmn)okcu)Metn)-1 H-uanon-3-wm)-2-
xyop-2-permmTanona (0,060 T, 0,145 mmoinp) u 3,5-mumetoxcuanmmmia (0,220 T, 1,436 MMOJIB) B allETOHUTPH-
ne (0,5 mur), oomygaembix ipu 100°C B Teuenne 15 muna u npu 150°C B Teuenne 15 muH. O4HCTKON Tpenapa-
tuBHON BOXKX (xomonka XBridge; coco6 2) momyganu 0,006 T (10%) >xenaeMoro coeiMHEHMS B BUIE OSKEBO-
ro tBepaoro BemectBa. ESI/APCI(+): 417 (M+H). ESI/APCI(-): 415 (M-H).

Ipumep 324. Tlomyuenume 2-(3-(2-((5-MeTokCUTUPUIWH-3-MIT)aMUHO)-2-hennnamneTn)- 1 H-uamon-7-
WIJT)9THIIAIIeTaTa.

Cranus 1. 2-(3-®opmmi-1H-unmon-7-min)atunanerar noiaydany coriacHo odmei npoueaype R u3 pactso-
pa okcammixiopuaa (0,806 v, 9,207 mmons) B auxinopmerane (30 mur), DMF (0,773 mu, 9,984 mmons) u pac-
tBOpa 2-(1H-unmon-7-um)stunanerara (1,560 r, 7,676 mmone) B auxiopMmeTane (5 mir). OCTaToK, MOTydaeMBbIi
1OCJIe KOHIIEHTPUPOBAHUS OpPraHNYecKol (a3bl MOJ CHW)KEHHBIM JaBJICHHEM, CYLIMJIM C MOJYYEHHEM HEeOodH-
meHHoro 2-(3-popmuin-1H-unno01-7-mn)sTHnanerata B Biae 0€KEBOr0 TBEPIOTO BEIIECTBA, KOTOPOE MCIOIb30-
Banu 0e3 momonauTenbHON ouncTku. ESI/APCI(+): 232 (M+H). ESI/APCI(-): 230 (M-H).

Cramuss 2. Tper-byrmi-7-(2-anetokcuatun)-3-popmumi-1 H-uagomn-1-kapObokcunar mojydaiad COTJIACHO
obmeit mpouenype F uz 2-(3-bopmwun-1H-unnon-7-wn)stunanerara (1,776 r, 7,680 MMOmnb), AM-TpeT-
Oyrunnukap6onara (2,011 1, 9,214 mmoinie) 1 DMAP (0,094 1, 0,768 mmons) B anerorutpuie (40 mi). Oguct-
Ko#l rem-xpomaTorpaduer Ha CHIMKarelie ¢ MpIMEeHEeHHeM rpaaueHTa stmnanerata (10-60%) B renrane mo-
aygamu 1,770 T (70%) skeTaeMoro COeTUHEHUS B BUJE JKEJITOTO TBEPAOTO COSANHEHHUS.

Cragusa 3. 2-(3-(2-((5-Merokcunupuaus-3-ui)aMuHo)-2-hermnanetun)- | H-uanon-7-uwn)stinanerar mo-
JTydanu cornacHo obmieit npouenype K u3 cmecn 3-6eH3mi-5-(2-ruapoKcnaThi)-4-MeTHITHA30II-3-1i XJI0puia
(0,120 T, 0,445 mMomnb) u TpuwdTHiaamuHa (0,090 mut, 0,646 mMMmomb) B 3tanone (0,5 mui), Tper-OyTmi-7-(2-
aneTokcuaTIi)-3-popmumi-1 H-nanon-1-kapookcunara (0,273 r, 0,824 mMonb) u pactBopa N-OeH3UIHMICH-5-
MeToKcunupuanH-3-amuna (0,857 Mmoib) B aTanoxe (1 mir), HarpeBaembix pu 60°C B Treuenue 72 4. OUnUCTKOH
(nem-xpomarorpadueil Ha CHIMKareie ¢ MPUMEHEHHEM rpaaueHra stmianerata (20-100%) B rentaHe moy4a-
mm 0,148 1 (41%) xemaemoro coeaunaeHus B Buze xenroro macia. ESI/APCI(+): 444 (M+H). ESI/APCI(-): 442
(M-H).

IIpumep 325. Tonydgenune 1-(7-(2-ruapoxcudTiu)-1H-uHmomn-3-m)-2-((5-MeTOKCUTTUPHUTNH-3 -HIT)aMHUHO )-
2-peHmIITaHOHA.

1-(7-(2-T'unpoxcuatnn)- 1 H-uamomn-3-1i)-2-((5-MeTOKCUTHPUIIH-3 -1 )aMHHO )-2 - EHWIITAHOH  TTOJTYJalTd
cornmacHo oOmeit mpouenype S u3 pacrBopa 2-(3-(2-((5-mMeToxcunupuanH-3-mi)aMuHo)-2-penunaneTin)- 1 H-
nuHoa-7-un)stunanerata (0,148 r, 0,334 mmons) B cmecu THF (2 mi) u meranona (2 mir) u kapOoHaTa Kajus
(0,095 1, 0,689 MMounb). PeakimoHHy!0 CMecCh INepeMElIMBAIN IIPU KOMHATHOI TeMIiepaType B TedeHHe 3 4.
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Ouncrkoii ¢uem-xpomarorpadueil Ha cumkarene ¢ MpUMeHeHHeM rpaanenta Meranona (0-6%) B auxiopme-
TaHe C MOCIIeYIOUINM OCAXKACHUEM U3 auxiopMerana noxydainu 0,037 r (28%) sxemaeMoro coeAMHEHUs! B BUIE
kopuuHeBoro nopomika. ESI/APCI(+): 402 (M+H).

IIpumep 326. Tlomydenue 2-((3,5-mumeToxcudenun)amMmuo)-1-(7-(2-(numerunamuno )3tun)- 1 H-uamon-3-
n)-2-heHnI3TaHOHA.

Cramus 1. K pactBopy 1-(7-(2-((TpeT-0y THIAMME THICHINN )OKCH)ITH )- | H-rHm01-3-110)-2-peHrmmI TaHOHA
(0,178 r, 0,452 Mmonb) B nuxiiopmerane (7 M) 100aBIISITH 4 H pacTBOP XJIopuaa Bogopoaa B auokcane (1,600
MJ1, 6,400 MMOITb). PeakimoHHyI0 cMech TiepeMenTnBaIi TP KOMHATHON TeMIlepaType B TeueHue 2 4. Peakmm-
OHHYIO CMeCh Pa30aBILUTH JUXJIOPMETaHOM M IPOMBIBAIN BOAOW. OpraHndeckyio ¢a3y NMpoMbIBaJIM HAaCHIIICH-
HBIM PacTBOPOM OHMKapOOHATa HATpPHs, BOJOH U COJICBBIM PACTBOPOM, CYIIMIH HaJl CYJIb()aToOM HaTpus, QUIBT-
pOBaIM M KOHLEHTPHUPOBAJIM 110/l CHIKEHHBIM AaBieHreM. Ounctkoi ienr-xpomarorpadueii Ha cuimkarene ¢
NpUMeHeHneM rpaanenTa stwianerara (40-80%) B renrane nosydanu 0,102 r (81%) 1-(7-(2-rugpoxcuaTiin)-
1H-unnon-3-nn)-2-pennmsranona. ESI/APCI(+): 280 (M+H); 302 (M+Na). ESI/APCI(-): 278 (M-H).

Cranus 2. K cycnenzun 1-(7-(2-runpoxcuatuin)- 1 H-unnon-3-un)-2-dpenmmranona (0,102 r, 0,365 mmous)
B auxyiopmertane (4,9 mur) mobasnsumm tpudTmiiamMuH (0,074 mut, 0,534 MmMous) u mesmnxiopua (0,032 mi, 0,413
MMOJIb). PeaknmoHHyr0 cMech NepeMeInBaty Ipyu KOMHATHOW TeMIiepaType B Tedenne 4 4. [locteneHHo B Te-
geHue 4 cyTok jg00aBisy 2 H pactBop numetwiamuaa B THF (2,100 mur, 4,200 MMOJIB) TTpy KOMHATHOHM TeMIIe-
parype. 3aTeM peakIMOHHYI0 CMECh YaCTHYHO KOHIICHTPHPOBAJH ITOJl CHIKCHHBIM JaBJICHHEM C yJaJICHHEM
nmuximopMerana. Jlobasmsm 2 H pactBop numeTtmwiamuaa B THF (1,000 mur, 2,000 MMOJIB) M peaKIIMOHHYIO CMECh
HarpeBaiu ipu 60°C B Teuenue 6 4. Jfobasnsumm 2 H pactBop qumetminamuaa B THF (1,000 mi, 2,000 mMmoits) u
PCaKkIMOHHYIO CMECh IEpEeMEIINBAIM BCIO HOYL IPH KOMHATHOH Temmeparype. PeakIMOHHYIO cMech KOHILCH-
TPUPOBAJIH MO CHIDKEHHBIM JaBiieHHeM. OCTaTOK pa3fessiii MeKAY STHIIAETaTOM M HaCHIIEHHBIM PacTBOPOM
6ukapOoHnara Hatpus. Pa3sl paznensm. Opranndeckyro (asy IpoMbIBaTi HECKOJIBKO pa3 2 H pacTBOPOM XJIOp-
BOJIOPOAHON KHCIIOTHL. KucnoTrHsle BonmHble (a3bl 0OBEIUHSIIN, MIPEBpAIlad B OCHOBAaHHE IIPU MOMOIIM 2 H
pacTBopa TMIpPOKCHAA HATPUS M HKCTPArHpOBAIM dTHianeTaroM. OpraHndeckyio ¢asy NpOMBIBAIN BOAOH U
COJICBBIM PAcCTBOPOM, CYIIWIN HaJ Cylb(aroM HATpus, (PUIBTPOBAIM W KOHIEHTPHUPOBAIN MO CHIDKEHHBIM
nmaienueM ¢ noimydenueM 0,064 r (57%) 1-(7-(2-(aumetmnamuno)3THN)- | H-nHmon-3-mn)-2-heHmmTanona B
BUZI€ OPAaHXEBOTO Maciia, KOTOPOE HCIOJIB30BAIM Ha CIEAYIOmEeH CcTaguu 0e3 IOMOIHUTEIHHON OYMCTKH.
ESI/APCI(+): 307 (M+H); 329 (M+Na). ESI/APCI(-): 305 (M-H).

Cramus 3. K pactBopy 1-(7-(2-(mumeturnamuno)atmn)- 1 H-uanomn-3-un)-2-penmmranona (0,063 t, 0,206
mMmoub) B THF (2,5 mi), oxnaxaenHomy no 0°C, noGaBisui pacTBOp (PEHHITPUMETHIAMMOHUN TpuOpoMHIa
(0,110 1, 0,292 mmomnb) B THF (3 mur). Peakimonnyto cmeck nepemermnBainy npu 0°C B Teyenue 1 4 1 npu Kom-
HATHOH TeMmepaTtype B TeueHue S5 4. Jlobaensmu 3,5-mumerokcuanmmut (0,154 T, 1,005 mmomnp). Peaknuonayo
CMECh KHUITITHIIN C 0OpaTHBIM XOJIOJWILHUKOM B T€UEHHE 2 4 U IIePEeMENINBaIN BCIO HOUb NP KOMHATHOH TeM-
nepatype. Jobaemsimu 3,5-gumerokcuanmud (0,051 r, 0,553 MMOJb) U pEakIMOHHYIO CMECh MEPEMEIIUBAIA
IpY KOMHATHOH TeMIeparype B TedeHue 65 4. PeakiimoHHYI0 cMech KOHIICHTPUPOBAIN MO CHIPKEHHBIM JIaBJIe-
HreM. OcTaToK pa3lessuii MeXAy ITHIAeTaTOM M HAaCHIIIEHHBIM pacTBOpoM OnkapOoHaTa HaTpus. Da3wl pas-
nemsmi. Opranudeckyio (asy MpOMBIBaIM BOAOH M COJEBBIM PAaCTBOPOM, CYIIMIH HaX Cyab(paToM HATpHS,
(bUITHTPOBANTH M KOHIIEHTPHUPOBAIIN TIOJT CHUYKCHHBIM AaBiieHneM. OUnCTKOH ¢uienm-xpoMarorpadueii Ha CHITUKa-
refie ¢ MpUMEHEHHEM TpanueHTa Metanona (2-10%) B auxiopMmeTaHe ¢ MOCIEIYIONMEH OYMCTKON MpernapaThB-
Hoit TCX ¢ mpumenenmnem meranona (10%) B auxmopmerane B kadectBe smoeHTa nomydann 0,029 r (31%) 2-
((3,5-mumetokcudennn)amMuHo )- 1 -(7-(2-(mumeTrnamuto )aTvn) - | H-uanon-3-mm)-2-henmnmTaHona B Buae Oexe-
Boro nopomka. ESI/APCI(+): 458 (M+H). ESI/APCI(-): 456 (M-H). 'H SIMP (DMSO-ds) & 12,24 (1H, br s);
8,89 (1H, s); 8,04 (1H, d); 7,64 (2H, m); 7,29 (1H, t); 7,05-7,2 (4H, m); 6,34 (1H, d); 6,10 (1H, d); 6,06 (2H, d);
5,72 (1H, s); 3,68 (6H, s); 3,08 (2H, m); 2,79 (2H, m); 2,43 (6H, m).

[Mpumep 327. Ionyuenue 2-((3-ruppokcudenmn)amuno)-1-(1H-ungon-3-ui)-2-pennnsraHona.

Cycnienzuto  2-6pom-1-(1H-ungon-3-um)-2-penmmranona (0,098 r, 0,312 mmons) n 3-amuHOdEHOTA
(0,068 , 0,623 Mmmou) B anieroHuTprie (1 MiT) epemMenMBaNy IIpU KOMHATHOM TeMmeparype B TedeHue 24 4.
PeakimoHHYI0 cMech KOHLEHTPHPOBAIM MOJ CHIXEHHBIM JaBieHueM. O4ucTKON (ienr-xpomarorpadueil Ha
CUIIMKAareje ¢ mpuMeHeHueM TpamueHrta stwianetara (0-50%) B remrane momywyanu 0,065 r (61%) 2-((3-
ruapokcudpenmn)amuto)-1-(1 H-uanon-3-mn)-2-peHmmTaHoHa B BHIE OEKEBOTO  TBEPIOTO  BEIIECTBA.
ESI/APCI(+): 343 (M+H). ESI/APCI(-): 341 (M-H).

ITpumep 328. IMomyuenne >tmn-4-(3-((2-(1H-unmon-3-uim)-2-0kco- 1 -heHUIITHIT )aMHHO )-5-MeTOKCU () EHOK-
cu)OyTaHoara.

Cramus 1. K pactBopy 3-amuHo-5-metokcudenona (0,500 r, 3,593 mmons) 8 THF (10 mn) noGasmsum mu-
tper-Oyrunnukapoonart (0,863 r, 3,954 mmois) B THF (2 Mit). PeaknmoHHYI0 cMeCh KUTISTHIIN C OOPAaTHBIM XO-
JIOAMJIBHUKOM BCIO HO4b. Ilocne oxiaskaeHus 10 KOMHATHOM TeMIIepaTypbl peakIMOHHYIO CMECh pa30aBiIsia
STHJIALIETATOM M ITPOMBIBAJIH HACHIIIEHHBIM pacTBOPOM OnkapOoHarta HaTpust. Opranudyeckyto a3y KOHIEHTPH-
poOBain IOJ CHWKEHHBIM JaBieHueM. O4ucTKol Quen-xpoMaTorpaduel Ha CHIIMKarejae ¢ IpUMEHEHUEM Tpa-
mueHTa stuinanerara (5-50%) B renrane momywanu 0,427 r (50%) Tper-OyTHi-(3-rHIpoKcH-5-MeToKCHpe-
HU)KapOamara B Bune Macina. ESI/APCI(+): 240 (M+H).

Cramus 2. Cmech TpeT-0yTHi-(3-ruapokcu-S-metokcudenmn)kapoamara (0,200 r, 0,836 MMoib), kap6o-

- 146 -



040588

Hata kamus (0,231 r, 1,671 mMmons), aTun-4-6pomoOytupara (0,245 r, 1,256 mmons) u ioauaa kamus (0,014 T,
0,084 mmonb) B anetoHe (5 mir) nepememmmBany npu 60°C B Teuenne 65 9. [locine oXaxaeHUs 10 KOMHATHOU
TEeMIepaTyphbl JOOABISIIM BOMY M PEAKIIMOHHYIO CMECh SKCTPAarHmpoBajH dTHianeraToM. OpraHudeckyio ¢a3y
KOHIICHTPUPOBAIIX TT0]T CHIDKCHHBIM JaBieHneM. OUucTKo# ¢urenr-xpomarorpadueil Ha cuiamukareie ¢ mpuMeHe-
HHeM Tpanuenta stwianerata (2-40%) B remrane momydanu 0,189 r (64%) stun-4-(3-((Tper-OyToKch-
KapOOHMIT)aMUHO )-5-MeToKch(eHokcn )oyTanoata B Buae Macia. ESI/APCI(+): 354 (M+H); 376 (M+Na).

Cramus 3. Otmin-4-(3-((tpeT-OyTokcukapOoHMI )aMHHO )-5-MeTokcudenokcn)oyranoar (0,104 1, 0,294
MMOJIb) PacTBOPSUTH B 4H. pacTBope XJopuaa Bogopoaa B muokcane (3,000 mum, 12,00 mmons). PeakimonHyio
CMech IIepeMEeINBalIM NTPU KOMHATHOH TeMIiepaTrype BCIO HOYb. PeakIMOHHYIO CMECh YaCTHYHO KOHLIEHTPHPO-
Bayin. OCTaTOK pa3/essuId MEXy STHUIIAIETATOM M HAaCHIIEHHBIM PacTBOPOM OukapOoHata HaTpust. Pa3wl pas-
nemsuti. Opranudeckyro (asy KOHIEHTPHPOBAIM MOJA CHIDKCHHBIM JaBieHHeM. OUYuCTKOH (hremnr-xpomaro-
rpadueil Ha cuiMKaresie ¢ IpUMEHeHHEeM rpaauenTa stuinanerara (15-70%) B renrane nonydanu 0,054 T (72%)
9TH-4-(3-aMHHO-5-MeTOKCU(EeHOKCH )0yTaHoaTa B BU/IE OPaH)KEBOT'O Macla.

Cramust 3. Otnn-4-(3-((2-(1H-nnnon-3-mn)-2-0kco- 1 -heHMIITHIT)aMHHO )-5-Me TOKCH () €HOKCH ) Oy TaHOAT
moJrydaiau coracHo obmeit mporenype C u3 2-6pom-1-(1H-unmon-3-mm)-2-pennmranona (0,102 r, 0,324
MMOJIB), 3THI-4-(3-aMmuHO-5-MeTokcupenokcn)oyranoata (0,082 r, 0,324 mmons) u TpudTHiIamuHa (0,090 mur,
0,647 mMmonb) B ametoHUTpHIIe (2 MiT), o0aydaeMbIXx B MUKPOBOTHOBOHM mieun nipu 100°C B Teuenne 20 MuH.
OuncTkoii ¢urem-xpoMaTorpadueil Ha CIIIUKareiIe ¢ IpuMEHEHNEM IpaaneHTa stwianerara (5-50%) B renrane
C TIOCJEIYIONTNM OCaXKICHUEM U3 JUATIIIOBOTO 3dupa noaydanu 0,057 r (36%) xemaeMoro COeIMHEHHS B BUIE
6enoro TBepaoro Bemectsa. ESI/APCI(+): 487 (M+H). ESI/APCI(-): 485 (M-H).

[Mpumep 329. Iomyuenue 2-((3-(2-(Tper-OyTOKCH)ITOKCH)-5-MeTOKCH(peHUT)aMuHO)- 1 -(1 H-unmon-3-ni)-
2-(mapa-ToJInIT)ITaHOHA.

Cragus 1. 1-(1H-Unmox-3-mn)-2-(mapa-ToNmia)3TaHOH TONYYadl coriaacHo obmei nporenype O u3 pac-
tBOpa 1H-unnomna (0,350 r, 2,988 Mmons) B quxmopmerane(15 mim), 1M pacTBopa IUSTHIATIOMUHUN XJIOpHIa B
rekcane (3,880 mu, 3,880 MMmoI1b) 1 pacTBOpa 2-(mapa-roiw)aneruixiopuaa (0,655 r, 3,884 Mmoip) B auxiop-
MetaHe (2 mur). [lomydeHHBIH OCae IKCTParupoBaHU OCTATOK OYHINAIN OCAKICHUEM M3 JUXJIOPMETaHa C IMO-
nygeanem 0,417 1 (56%) sxemaemoro coenwHeHHs B Buie Oemoro TBepaoro BemectBa. ESI/APCI(+): 250
(M+H). ESI/APCI(-): 248 (M-H).

Cramus 2. 2-bpom-1-(1H-unm0mn-3-wm1)-2-(1apa-Toiawi)3TaHOH TOTydaln coTiiacHo obmiei nponemaype P u3
pactBopa 1-(1H-uanon-3-mm)-2-(napa-rommi)stanona (0,417 r, 1,673 mmons) B THF (11 M) u penuntpumeTn-
nammonuii Tpubdpomuaa (0,692 r, 1,840 mmons). PeaknmmoHHyI0 cMech TIepeMenTuBaIA TP KOMHATHOMW TeMIIe-
parype Bcio HOUb. OuncTKo# (hreni-xpomarorpadueil Ha cuiMKaresie ¢ IpUMEHEHNEM T'pajlieHTa dTUIaleTaTa
(5-80%) B renrtane momydanu 0,642 r HeouumeHHOTO 2-0pom-1-(1H-mmnon-3-mr)-2-(mapa-Toamn)3TaHoHa B
BHUJIC PO30BOTO TBEPJOTO BEIIECTBA, KOTOPOE MCIIOIB30BAIN Ha CIEAYIOUIEH cTajuy 0e3 IOMOIHUTEIBHOW 04n-
ctku. ESI/APCI(+): 328, 330 (M+H). ESI/APCI(-): 326, 328 (M-H).

Cramus 3. 2-((3-(2-(tper-ByTokcm)aTokcu)-5-MeTokcudenu)aMuno)- 1-(1 H-ungosn-3-umn)-2-(napa-ro-
JMIT)3TaHOH IOJydanu coryacHo oOmeit npouenype C uz 2-6pom-1-(1H-nHnomn-3-mn)-2-(mmapa-Tomn)3TaHoHa
(0,075 1, 0,228 mmoub), 3-(2-(TpeT-0yToKcn)aTokcn)-5-meTokcuanminuHa (0,060 T, 0,251 MMOIb) U TpUAITHIIA-
muHa (0,064 mut, 0,456 mmoip) B anetoruTpuiie (0,5 mur), oGydaeMbIX B MEKpOBOJIHOBOH meun npu 100°C B
tedeHue 15 mMuH. O4gucTKOM (iem-xpomarorpadueil Ha CHIUKAareyie ¢ MPUMEHEHUEM T'palueHTa dTHAIeTaTa
(10 - 80%) B renrtane momy4asu 0,058 1 (52%) xemaeMoro COeAMHEHHS B BHI€ KOPUIHEBOTO TBEPIOTO BEIECT-
Ba. ESI/APCI(+): 487 (M+H). ESI/APCI(-): 485 (M-H).

Mpumep 330. Ilomyuenme 2-((3-(2-rHAPOKCHITOKCH)-S5-MeTOKCUpeHUT)aMuHO)-1-(1 H-unmon-3-ni)-2-
(mapa-ToJuiT)3TaHOHa.

2-((3-(2-(Tpet-byTokcn)3Tokcn)-5-merokcudenmn)amuHo)- 1 -( 1 H-uHnon-3-m)-2-(mapa-Tow ) 3STaHOH
(0,058 1, 0,119 Mmounb) pacTBOpsuI B 4H. pacTBOpe XJOopHaa Bogopoaa B auokcane (1,5 mi, 6,000 mmous). Pe-
aKIMOHHYIO CMeCh IIepeMeIIBalIi IPH KOMHATHOW TeMrieparype B TedeHue 16 4. PeakimoHHyro cMech HelTpa-
JIM30BaJI HACHIIIEHHBIM pacTBOPOM OMKapOOHATa HATPHS M OKCTparupoBaid sTwianeraroM. OpraHHYecKyro
(hazy pOMBIBANK COJIEBBIM PACTBOPOM, CYLIWIIA HaJ CyIh(paToM MarHus, GUIBTPOBAIH M KOHIICHTPUPOBAIN
MOl CHIKCHHBIM AaBiieHHeM. O4HCTKO# (rem-xpomaTorpadueld Ha CHIMKareiie ¢ MpUMEHCHHEM TpaaueHTa
stmnanerata (50-100%) B remrame moxydamm 0,030 r (58%) 2-((3-(2-THAPOKCHATOKCH)-5-METOKCHeE-
Hu1)aMuHoO)- 1 -(1 H-urnon-3-mm)-2-(mapa-Tonmn)3aTanoHa B Buae TBepaoro Bemectsa. ESI/APCI(+): 431 (M+H).
ESI/APCI(-): 429 (M-H). '"H SIMP (DMSO-de) & 8,85 (1H, s); 8,15 (1H, d); 7,40-7,56 (3H, m); 7,12-7,27 (2H,
m); 7,08 (2H, d); 6,27 (1H, d); 6,03 (3H, br s); 5,70 (1H, s); 4,79 (1H, t); 3,83 (2H, d); 3,58-3,68 (5H, m); 2,20
(3H, s).

Mpumep 331. Ilomywyenne 2-((3,5-mumeroxcudenun)amuno)-1-(5-(2-ruapoxcnstun)-1H-unnon-3-ni)-2-
(heHmIITaHOHA.

Cramus 1. K pactBopy 1H-unmon-5-kap6amsaeruna (5,000 r, 34,45 mmons) B THF (200 M), oxmaxmeH-
HoMy 1o 0°C, nobaBmsimn metuntpudenundpochonnin 6pomun (14,77 r, 41,33 MMoip) W pacTBOp Tper-
oyrokcuna kamus (5,800 T, 51,67 mmoins) B THF (50 mut). Peakiimonnyro cMech nepemMerBai Ipy KOMHATHOH
TemriepaType B TeueHue 24 4. PeakIiMOHHYI0 cMech YaCTUYHO KOHIIEHTPHPOBAIH I10]] CHIKEHHBIM JaBJICHUEM.
OcTaToK BBUIMBAIIM B CMECH JIENI/BOA U DKCTParupoBaiv dTwiamneratoM. Opranundeckyio a3y KOHIICHTPHUPOBa-
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JIM TI0J] CHW)KEHHBIM JaBiieHneM. O4ncTKoi drem-xpomaTorpaduell Ha criIMKaresie ¢ IpUMEHEHHEeM TPaJiueHTa
stmnanerata (5-50%) B renrane nmonmywanu 3,110 r (63%) S-Bunmin-1H-unmona B Buge 6exeBoro TBEpIOro Be-
mectBa. ESI/APCI(+): 144 (M+H). ESI/APCI(-): 142 (M-H).

Cramus 2. K pactBopy S-sunmi-1H-ungona (2,960 r, 20,67 mmoins) 8 THF (100 mur) o kammsm 100aBIsud
IM pactBOop KOMIUTIeKca OopaHa-teTparuapodypana B THF (20,70 mur, 20,70 MMOIIb) ¥ peakIMOHHYIO CMECh
TepeMeIInBaIy B T€UCHHE 2,5 |.

[ocnenosarensHo nobasisumu 10% pactBop runpokcuaa Hatpus (8,240 v, 24,83 mmoins) 1 30% pacTBOp
nepokcuaa Bogopona (2,350 mur, 24,83 MMOJIB) ¥ PEaKITMOHHYIO CMECh TIEPEeMENTUBAIH MTPH KOMHATHON TeMITe-
parype B Teuenue 3,5 4. Peakumio racunm go0aBiieHHEM HACHIILICHHOTO pacTBOpa XJOpHaa aMMOHMs. Peakim-
OHHYIO CMECh SHEPTUYHO MEPEMEIINBAIH B TCUCHUE 5 MHH U pa3/elisuld MEXAY TWIALETaToM U Bojod. Dazbl
pazpemnsii. OpraHudeckyio (asy MpOMBIBAJIH COJIEBBIM PaCTBOPOM M KOHLIEHTPHPOBAIM I10J] CHIDKCHHBIM J1aB-
nenueM. Ounctkoli ¢urem-xpomartorpadueil Ha cHIMKaresie ¢ IpUMeHeHneM rpaauenTa stuinanerata (30-100%)
B renrade monydanu 2,310 v (66%) 2-(1H-unmon-5-un)atanona B Buae macia. ESI/APCI(+):162 (M+H); 184
(M+Na).

Cramus 3. 5-(2-((TpeT-ByTunauMe THaCHIIAN )OKCH)3THI )- | H-MHT0M mMoTydanu cortacHoO OOIIel mpomey-
pe N u3 2-(1H-unmon-5-un)sranona (0,464 r, 2,878 mmons), TBDMSCI (0,954 T, 6,330 mmois) m DBU (0,651
M, 4,319 mmois) B THF (10 mur). Ounctkoit diem-xpomaTorpadueli Ha cUIMKaresie ¢ MpUMEHEHHEM TPaJiieH-
ta strnanerata (10-16%) B renrane norydamu 0,582 1 (73%) jxemaeMoro CoeAMHEHHS B BHIIE JKEJITOTO Maca.
ESI/APCI(+): 276 (M+H).

Cramus 4. 1-(5-2-((tper-byTunmumMeTHIICHINIT)OKCH )3ThA)- | H-uH1071-3-11)-2-(heHUII3TaHOH  TTOJTYJalTi
coryacHo obmrelt mpoueaype O u3 pactBopa 5-(2-((Tper-OyTrinauMeTniacuimt)oken )T )- 1 H-unnona (0,580 r,
2,106 mmonp) B quxsopmerane (15 mur), 1M pacTBopa AMATUIANTIOMUHMNA XJopuna B rekcase (2,740 mm, 2,740
MMOJIB) ¥ pacTBopa (enmnanetuiaxiopuna (0,365 mi, 2,739 mmons) B nmuxiopmerane (2 mir). OuncTko# ¢urern-
xpoMmartorpaueil Ha CHIMKareie ¢ NpUMEeHeHneM rpaanenTa stunanerara (10-80%) B renrane nomyyanu 0,182
(22%) xenmaemoro coemunenus. ESI/APCI(+): 394 (M+H). ESI/APCI(-): 392 (M-H).

Cramust 5. 2-bpom-1-(5-(2-ruapoxcudTin)- 1 H-uHmon-3-un)-2-GeHmIITaHOH MOTyqalid COTIacHO 00mei
npouenype P m3 pactBopa 1-(5-(2-((TpeT-OyTHIAMMETHICHINN)OKCH)ITHN)- | H-urmo-3-nn)-2-pernnmiTanona
(0,182 1, 0,462 mmoup) B THF (3 M) n dpenmnrpumerunammonnii Tpudpomuna (0,191 r, 0,509 mmons). Peak-
IIHOHHYIO CMeCh NIepeMeIInBaIN P KOMHATHOM TeMnepaType BClo Houb. OuncTKON ¢urenti-xpomarorpadueii Ha
CHJIMKarejie ¢ MpuMeHeHneM rpaanenTa stmianerata (20-100%) B renrane noxydamu 0,083 1 (50%) sxemaemoro
CcoeMHEHUs B BUe KopuaHeBoro TBepaoro BemiectBa. ESI/APCI(+): 358, 360 (M+H). ESI/APCI(-): 356, 358
(M-H).

Cramus 6. 2-((3,5-Aumeroxcudennn)amuno)-1-(5-(2-ruapokcuatn)-1 H-unnon-3-ni)-2-peHunsranon
HoJTydaJii corylacHo oOmei npouenype E u3 2-6pom-1-(5-(2-runpoxcnatnin)-1 H-unnon-3-um)-2-gpenunsraHona
(0,040 r, 0,112 mmonb) u 3,5-mumerokcuanmmuHa (0,086 r, 0,558 mMois) B anerorutpuie (0,5 M), obmydae-
MBIX B MUKpOBOJIHOBOI 1eun mipu 100°C B Teuenue 15 mun. OuncTkoii uem-xpomaTtorpadueil Ha CHIMKarese
¢ MpUMeHeHHeM rpaanenTa stmianerara (10-100%) B renrane noxydamu 0,032 r (65%) sxenaeMoro coeTMHEHUS
B BuJie ceporo tBepaoro BemectBa. ESI/APCI(+): 431 (M+H). ESI/APCI(-): 429 (M-H).

IIpumep 332. Tonygenue 2-((3,5-mumeroxcudenmn)amuno)-2-(4-propdennn)-1-(7-(2-ruapokcudTn)-1H-
WH0J-3-1IT)3TaHOHA.

Cramus 1. 1-(7-(2-((rpet-bytnnnumeruncummn)okcu )3tun)- | H-uanon-3-mm)-2-(4-hropdennn)staHon mo-
JTydand coriiacHo obmieii mpouemype O u3 pactBopa 7-(2-((TpeT-OyTHIAMMETHIICYIIA )OKCH AT )- 1 H-uHmoma
(0,434 1, 1,576 mmozp) B quxiopMeTane (9 mir), 1M pacTBopa IUITHIIATIOMIHAN XJIopuaa B rekcane (2,048 mur,
2,048 mmonb) u 2-(4-dpropdennn)anermxiopuaa (0,353 r, 2,048 mmouns) B auxiopMerane (1 mr). OuncTkoit
(nem-xpomarorpadueil Ha CHIIHKareie ¢ MpUMEHEHHEeM rpaaueHra stmianerata (10-100%) B renrane moy4a-
m 0,149 r (23%) xemaemoro coenunenust. ESI/APCI(+): 412 (M+H). ESI/APCI(-): 410 (M-H). Taxxe Bbiesns-
m 0,137 r (29%) 2-(4-dpropdennn)-1-(7-(2-ruapoxcnatiin)-1 H-unnon-3-umm)staHoHa.

Cranus 2. 2-Bpom-2-(4-propdennn)-1-(7-(2-ruapokcuatin)-1 H-unmo-3-11)3TaHOH 1OSTy9aad COTJIACHO
obmeit mponienype P u3 pactBopa 2-(4-propdenmn)-1-(7-(2-ruapokcusTii)- 1 H-unmon-3-mwn)sranona (0,137 r,
0,461 mmoinp) B THF (3 M) u dpermntpumerniammonnii Tpudpomuaa (0,203 r, 0,540 mmons). PeaknmonHyro
CMech TIepeMEINBaIN IPU KOMHATHOI Temriepatype Bcio Houb. OUncTKO# (hiaent-xpomarorpadueit Ha CHIMKa-
refie ¢ MpUMeHeHneM Tpanuenta stuianerarta (30-100%) B renrane mosrydanu 0,097 1 (56%) skemaemoro co-
enunenust. ESI/APCI(+): 376, 378 (M+H). ESI/APCI(-): 374, 376 (M-H).

Cramus 3. 2-((3,5-Aumetokcudennn)amuno)-2-(4-prophenwnn)-1-(7-(2-runpokcudtin)- 1 H-uanon-3-
WJI)3TaHOH MOJydYalld corjiacHo obei mpoueaype E n3 2-6pom-2-(4-dpropdennn)-1-(7-(2-ruapokcuatun)-1H-
unpon-3-mn)3raHona (0,050 r, 0,133 mmons) u 3,5-numertokcuanmwmuna (0,102 r, 0,665 MMOITB) B allETOHUTPHIIC
(0,5 ™), obyyaembix B MukpoBosHOBOW meun mpu 100°C B Tewenue 15 muH. OumcTkod ¢uem-xpomaTo-
rpadueil Ha cuiMKarese ¢ NpUMEeHeHHeM rpaauenTa stuinanerata (20-100%) B renrane nomyganu 0,036 r (58%)
KeJIAEMOr0 COEJIMHEHHs B BUJE TBepaoro semectsa. ESI/APCI(+): 449 (M+H). ES/APCI(-): 447 (M-H). 'H
SAMP (DMSO-dg) 6 8,86 (1H, s); 8,01 (1H, d); 7,66 (2H, dd); 6,99-7,20 (4H, m); 6,35 (1H, d); 6,12 (1H, d); 6,05
(2H, d); 5,72 (1H, s); 3,69 (2H, t); 3,62 (6H, s); 3,02 (2H, t).

Ipumep 333. Tlomyuenume 3-(3-(2-((5-MeToKCUTMPUIWH-3-MIT)aMUHO)-2-hennnamneTnn)- 1| H-uamon-5-
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WIT)IPOTIHIIANETATA.

Cranus 1. 3-(1H-MHn07-5-101)ponmianeraT mojrydaid coriiacHo oomeit nponeaype Q us 3-(1H-urmon-5-
un)npomnat-1-oma (1,400 T, 7,989 mmons), DMAP (0,976 T, 8,185 mmons) u ykcycHoro anruapunaa (1,900 mur,
20,14 mmonp) B muxaopmetane (150 mur). Oumctkolt dren-xpomaTtorpadueid Ha CUIIMKareyie ¢ MpUMEHEHHEM
IUXJIOpMETaHa B KauecTBe aumoeHTa mosrydanu 1,590 r (92%) sxemaeMoro coennHEeHUs B BUe OECIIBETHOTO Mac-
na. ESI/APCI(+): 218 (M+H).

Cramus 2. 3-(3-®opmui-1H-uHI07-5-11)IponHIaeTaT moiaydalid corjlacHo o0tiel nmponenype R u3 pac-
TBOpa okcammixyiopunaa (0,800 mm, 9,139 MmMonb) B muxmopmerane (40 mur), DMF (0,750 mi, 9.687 mmons) u
pactBopa 3-(1H-unmon-5-mwr)nponunanerara (1,590 r, 7,318 Mmmois) B quxiopmerane (15 mir). OcraTok, mosy-
YaeMBIH 1ocje KOHLEHTPUPOBAHUS OpraHMYeCcKOi (ha3bl MO CHMDKCHHBIM JIaBJICHUEM, CYIIWIIN C MOJTy4YeHHEM
1,700 T (95%) >xemaeMoro CoeAMHEHUS B BHJC 0€KEBOTO TBEPJOTO BEIECTBA, KOTOPBIN HCIOIH30BAIU O€3 110-
nonauTtenbHoM ounctku. ESI/APCI(+): 246 (M+H). ESI/APCI(-): 244 (M-H).

Cramus 3. tper-byrun-5-(3-anerokcunpon)-3-popmui-1 H-uanomn-1-kapOokcunar moiydaiy COTrJIacHO
obomert npouenype F w3 3-(3-bopmun-1H-unnon-5-wn)nponmnanerata (1,710 r, 6,931 mmonb), Au-Tper-
oyrunnukapookcunata (1,820 r, 8,339 mmons) u DMAP (0,090 r, 0,737 MmMoub) B anietoHuTpHiie (35 M) ¢ mo-
nygenneM 2,350 T (98%) xemaemoro mpoaykra B BHIe OnemHO-kenToro TBepaoro coenuHenus. ESI/APCI(+):
346 (M+H). 'H SIMP (DMSO-ds) & 10,06 (1H, s); 8,63 (1H, s); 8,02 (1H, d); 7,98 (1H, s); 7,31 (1H, dd); 3,99
(2H, t); 2,76 (2H, t); 2,01 (3H, s); 1,92 (2H, m); 1,66 (9H, s).

Cramus 4. 3-(3-(2-((5-MeTokcunupuauH-3-11)aMuHo )-2 -hennnanetnn)- | H-uanon-5-wn)nponunamnerar
TOJTy4Jajl cortacHo obmieit mporeaype K n3 cmecn 3-0eH3MI-5-(2-THAPOKCUITHI )-4-METHIATHA30I-3-Ui XJIOPH-
nma (0,132 1, 0,489 mmous) u TpudTHiIamMmuHa (0,100 M, 0,717 mMmonbe) B atanone (0,5 mi), Tper-OyTmn-5-(3-
arieTokcunponui)-3-popmui- 1 H-ungon-1-kap6okcunara (0,340 r, 0,984 mmons) u pactBopa N-OeH3uIHICH-5-
MeToKcunupuauH-3-amuna (0,980 Mmoib) B aTanoxe (1 mi), HarpeBaembix pu 60°C B Teuenue 72 4. OUnUCTKOM
¢nem-xpomarorpadueil Ha CHIMKaresne ¢ MpuMEHEHHEM TpaauenTa Metanona (0-5%) B nuxiopmeraHe mojyya-
mu 0,224 1 (50%) »xemaemoro coeauHeHUs B Bue xenroro macia. ESI/APCI(+): 458 (M+H). ESI/APCI(-): 456
(M-H).

[Mpumep 334. Ilomyuyenne 1-(5-(3-runpoxcurpormn)-1H-uanon-3-wm)-2-((5-MeToKkCUNUpUANH-3-1IT)aMH-
HO)-2-(heHUIIITaHOHA.

1-(5-(3-T'mnpoxcunpornwn)-1 H-unmomn-3-uin)-2-((5S-MeTOKCUHTUPHUIUH-3 -MT)aMUHO )-2-(DeHUIIITAHOH IOy~
JaiM coryiacHo obmieit mporeaype S u3 pactBopa 3-(3-(2-(5-MeTOKCHTTUPHINH-3 -1IT)aMUHO )-2-(h SHUTIATICTHI ) -
1H-unnon-5-wm)nponmnanerara (0,224 r, 0,490 mmons) B THF (3 M) u metanone (3 mi) u kapOoHaTa Kamus
(0,135 r, 0,977 mmonb). Peakmmonnyio cmech HarpeBanin npu 45°C B Teuenue 3 u. OuwcTkod uem-
xpomarorpadueil Ha cuIHKarene ¢ MpuUMeHeHHeM TpaaneHTa Metanona (0-7%) B IUXIOPMETaHE C MOCIIEIYIO-
MM OcaxkIeHueM 3 quxiopmerana morydand 0,072 r (35%) xemaeMoro CoeIMHEHHS B BHJIE OEI0T0 TBEPIOTO
BeriectBa. ESI/APCI(+): 416 (M+H). ESI/APCI(-): 414 (M-H).

Mpumep 335. INomyuenne 2-(3-dropdennn)-2-((3-(2-runpokcusToKCcH)-5-MeTokcudenmn)amuno)-1-(1H-
WHJI0J1-3-1JT)3TaHOHA.

Cranus 1. 2-(3-@ropdennin)-1-(1H-unnon-3-m)3TaHoH moaydanu coriacHo odmeit npouenype O u3 pac-
tBopa 1H-mamona (0,292 r, 2,492 mmois) B quxiopmetane (15 mur), 1M pacTBopa TUITHIATIOMHHAN XJIOPHIA B
rexcane (3,240 mu, 3,240 mMounb) u pactBopa 2-(3-dhropdennn)anernixiaopuna (0,559 r, 3,184 mmons) B au-
xyopmetane (2 mur). Ounctko#t iem-xpomarorpadueii Ha CHIIMKAresie ¢ MPUMEHEHUEM IPaJIMeHTa dTHIIAIETaTa
(10-80%) B renrtame momydamu 0,459 1 (73%) >KemaemMoro COEIWHEHHWS B BHIEC TBEPAOTO BEIIECTBA.
ESI/APCI(+): 254 (M+H). ESI/APCI(-): 252 (M-H).

Cramus 2. 2-bpom-2-(3-dhropdennn)-1-(1H-urm01-3-11)3TaHOH TOTydYaln COTJIacHO o01mei mporemype P
u3 pactBopa 2-(3-propdpennn)-1-(1H-unnon-3-mdpranona (0,459 r, 1,812 mmons) 8 THF (12 mut) u dpennnrpu-
MeTwiaMMoHuit Tpubpomua (0,749 r, 1,994 mmons). Ounctkoii ¢urem-xpomartorpadueil Ha cuaMKaresie ¢ Ipu-
MeHeHHeM TpanueHTa sTrnanerata (10-80%) B renrane momydamu 0,466 r (77%) kenaeMoro COCTUHCHUS B BH-
ne kopuuHeBoro Teepaoro Bemiectsa. ESI/APCI(+): 332, 334 (M+H). ESI/APCI(-): 330, 332 (M-H).

Cramus 3. K pactBopy 2-6pom-2-(3-dpropdenun)-1-(1H-unnon-3-mdpranona (0,054 r, 0,164 mmonb) u
tpmyTinamuaa (0,046 wur, 0,328 mmons) B amneronutpwie (0,3 mn) moGaBmsim 2-(3-aMHHO-5-METOKCH-
(dhenoxcun)atanoin (0,030 T, 0,164 Mmmoib). PeakiimoHHYI0 CMECh TIepeMEIUBaIN IPH KOMHATHON TeMIiepaTrype B
TedeHue 4 CyTOK M KOHIICHTPHUPOBAIHM O]l CHIKEHHBIM naBieHneM. OctaTok ounmiany (ieni-xpomaTtorpadueit
Ha CHWJIMKareie ¢ ImpuMeHeHneM rpaaueHTta stmianerata (10-100%) B renrtane. JlONOTHUTENEHOW OYMCTKON
(em-xpomarorpadureil Ha CUIIMKarene ¢ MpuMEHEHHEM IpagueHTa MeTaHoia (2-8%) B AuXJopMeTaHe TOoTyda-
m 0,030 Tt (42%) 2-(3-dhropdernn)-2-((3-(2-ruapoKcHITOKCH)-5-MeToKcupenmt)amuHo)- 1 -(1H-uanomn-3-
WJI)3TaHOHA B BUJIE JKEJITOTO TBEPJOTO COCMHEHUSI.

ESI/APCI(+): 435 (M+H). ESI/APCI(-): 433 (M-H).

Mpumep 336. Ilomydenue 2-(3-(2-(5-meToxcunupasznH-2-mi)-2-((5-METOKCUITUPHINH-3-H1)aMHHO arie-
Tin)- 1 H-uea00-7-mn)atunanerara.

Cranus 1. PactBop 5-metokcu-N-((5-MeToKCHIMpa3uH-2-1T)METHIICH ) TUPUANH-3-aMiHa B 3TaHOJIE IOJIy-
Yaau MyTeM HarpeBaHusl pacTBOpa S-MeToKcunupasuH-2-kapOamsaerumaa (0,130 1, 0,941 mmons) m 5-
MeTokcunupuanH-3-amuaa (0,133 1, 1,071 mmons) B aTanone (0,5 mur) mpu 60°C B Teuenue 16 4. O6pazoBanue
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MMHHa OBUIO KOJMYECTBEHHBIM M PAacTBOP HCIOIBb30BaM Oe3 momonmHHUTENbHOM oumctku. ESI/APCI(+): 245
(M+H).

Cramus 2. 2-(3-(2-(5-Metokcumnupasu-2-min)-2-((5-MeTOKCUITUPUINH-3 -1 )aMUHO )arieTvn)- | H-uanon-7-
WI)ITWIIANIETAT TOJNYyYalld corylacHo obmedt mpomenype L w3 cmecm  3-OeH3MI-5-(2-THAPOKCHITHIN)-4-
MeTmiTraszon-3-uii xmopuaa (0,135 r, 0,500 mmomns) u TpuwdTmiamuna (0,717 mi, 0,500 MmMonb) B sTanone (1
MJI), TPeT-0yTHI-7-(2-aeTokcuaTII)-3 -hopmui- 1 H-urmosn-1-kap6okcwmnara (0,331 1, 0,998 Mmmoms) u pacTBopa
5-metokcu-N-((5-MeTokcunupasuH-2-uin)MeTuiieH ) mupuana-3-amuaa (0,999 mmons) B atanone (1 M), Harpe-
BaeMbIX Tipu 70°C B TedeHnune 2 cyTtok. O4uCTKOM (em-xpomarorpadreil Ha CHIIMKareyie ¢ MpUMEHEHUEM Tpa-
muenta meranona (0-7%) B auxnopmerane nonydanu 0,281 r (59%) xenaemMoro coeMHEHHs B BUie OSKEBOTO
tBepaoro BemectBa. ESI/APCI(+): 476 (M+H). ESI/APCI(-): 474 (M-H).

Mpumep 337. Tomyuenme 1-(7-(2-runpoxcudTiin)-1H-unnomn-3-wmm)-2-(5-meroxcunupasun-2-wuin)-2-((5-
METOKCHIIMPHINH-3-HJ1)aMHHO )3 TaHOHA.

1-(7-(2-I'mnpoxcuatnin)-1 H-unnomn-3-mm)-2-(5-meToxkcunupasun-2-mui)-2-((5-MeTOKCUITUPUANH-3 - 1T )aMH-
HO)3TaHOH NOJIydYaJld coryiacHO obmiel mponenype S u3 pactBopa 2-(3-(2-(5-metoxcumnupasus-2-umn)-2-((5-
METOKCUITHPHUINH-3-1T)aMuHo )are T )- | H-unmon-7-un)stunanerara (0,280 r, 0,589 mmons) B cmecu THF (4
MJ) 1 MeTaHona (4 M) u kapbonara kamus (0,163 r, 1,178 MMoub). PeakimmoHHyI0 CMeCh MepeMENIUBaIy Mpu
KOMHATHOW TeMmIiepatype B TedeHue 16 4. OumcTkoi (nemnr-xpomartorpaduell Ha CHIIMKareiae ¢ MPpUMEHEHHEM
rpagueHTa Metanona (1-10%) B muxiopmerane noxydann 0,084 T (33%) xemaeMoro COeMHEHHUS B BUE TBEP-
noro Bemectsa. ESI/APCI(+): 434 (M+H). ESI/APCI(-): 432 (M-H). 'H IMP (DMSO-de) & 8,76 (1H, s); 8,53
(1H, s); 8,26 (1H, s); 8,02 (1H, d); 7,87 (1H, d); 7,55 (1H, d); 7,04-7,19 (2H, m); 6,85 (1H, s); 6,69 (1H, d); 6,37
(1H, d); 3,86 (3H, s); 3,66-3,77 (5H, m); 3,03 (2H, t).

Mpumep 338. Tlomywyenme 2-(3-(2-((5-MeToxcHnMpHIMH-3-HiI)aMHHO)-2-(Tinpazono[ 1,5-a]nupuaun-2-
win)anetnn)-1 H-uanon-7-un)stunanerara.

Cragust 1. PactBop 5-merokcu-N-(nupa3zonol[l1,5-a]nupuana-2-uiMeTHIeH ) TUpUIUH-3-aMUHa B 3TaHOJIE
MOJTy4JaJly ITyTeM HarpeBaHus pacTBopa nupasono| 1,5-a]mupunun-2-kapoansaeruaa (0,139 r, 0,951 mmons) u 5-
MeTokcunupuauH-3-amuHa (0,121 1, 0,975 mmons) B 3tanoie (0,5 M) mpu 60°C B Teuenue 5,5 4. Ob6pazoBanue
MMHHa OBUIO KOJMYECTBEHHBIM M PAacTBOP HCIOIb30BaM Oe3 momonmHHMTENnbHOM oumctku. ESI/APCI(+): 253
(M+H).

Cramus 2. 2-(3-(2-((5-MeTtoxkcunupuauH-3-wmi)aMuHo )-2-(tpazono|[ 1,5-aJmupuaua-2-mn)anetwn)- 1 H-
WHOJ-7-WI)3THIAIETAaT TOIydald corjlacHo obmiei mponenype K u3 cmecu 3-0eH3un-5-(2-THOpOKCHITIIN)-4-
MeTmiTraszon-3-uii xaopuaa (0,135 r, 0,500 mmomns) u TpuwdTIiiamuHa (0,070 mu, 0,550 MmMonb) B aTanone (1
MJI), TPeT-0yTHI-7-(2-ameTokcuaTII)-3 -hopmui- 1 H-unmon-1-kap6okcwmnara (0,331 r, 0,998 Mmmoms) u pacTBopa
5-merokcu-N-(rtupazono[ 1,5-a]mupuana-2-unmeTiieH \mupuaua-3-amuaa (0,999 mmonns) B 3tanose (1 mir), Ha-
rpeBaeMbIX mpu 70°C B Teuenue 2 cyrok. OuncTkoil duem-xpomarorpadueil Ha CHUIIMKareie ¢ MpUMEHEHHEM
rpaauenTa Metanona (0-7%) B quxnopmerane nosrygaimu 0,130 r (27%) sxenaeMoro coeAMHEHUs B BUE KPacHO-
ro macna. ESI/APCI(+): 484 (M+H). ESI/APCI(-): 482 (M-H).

Mpumep 339. Iomydyenue 1-(7-(2-ruppoxcustin)-1H-nuanon-3-mm)-2-((5-MeTOKCUITUPHUINH-3 -HJT)aMHHO ) -
2-(nmpazono[ 1,5-a|uupuauH-2-1i1)3TaHOHA.

1-(7-(2-T'unpoxcuatun)- 1 H-uamo1-3-11)-2-((5-MeTOKCUITUPHIH-3 - 11 )aMIHO )-2 -(ttupa3zonol 1,5-a|mupu-
JIUH-2-WT)3TaHOH TIOJIyYall COTJIacHO oOmiei mporemype S u3 pactBopa 2-(3-(2-((5-meTokcurnmpuauH-3-
W1)aMuHo )-2-(tupazono[ 1,5-ajmupuanna-2-un)amnetnn)- | H-uanon-7-wn)stmnanerata (0,130 r, 0,269 mmons) B
THF (2 mur) u metanone (2 mi) u kapoonata kanus (0,074 r, 0,538 mmons). PeakimmoHHyI0 cMech IepeMeInnBa-
JIY TIPU KOMHATHOM TeMmrieparype B TeueHue 16 4. OuucTtkoit dnemr-xpomaTtorpadueid Ha cHUIUKarese ¢ mpuMe-
HeHHeM TrpaaneHTa meraHo’ia (1-10%) B quxnopmerane momydanu 0,053 T (44%) sxemaeMoro coeMHEHUS B BH-
ne TBepzoro Bemectsa. ESI/APCI(+): 442 (M+H). ES/APCI(-): 440 (M-H). 'H SIMP (DMSO-dy) & 12,05 (1H,
br s); 8,77 (1H, s); 8,60 (1H, d); 8,03 (1H, d); 7,89 (1H, d); 7,59 (1H, d); 7,51 (1H, d); 7,00-7,23 (3H, m); 6,76-
6,91 (2H, m); 6,55-6,68 (2H, m); 6,42 (1H, d); 4,70 (1H, br s); 3,61-3,79 (5H, m); 3,01 (2H, t).

IMpumep 340. IMomyuenne 2-(3-(2-(5-¢pToprmupunun-3-um)-2-((5-MEeTOKCUIMPHUIMH-3-1IT)aMHHO )alleTHII)-
1 H-unmon-7-wm)3Tuanerara.

Cranus 1. PactBop N-((5-dproprmpnan-3-nin)MeTHieH)-5-METOKCUITUPUIMH-3-aMUHa B 3TaHOJIE MOJIyda-
JM TyTeM HarpeBaHus pactBopa S-¢propruxoruHamsaeruaa (0,125 r, 0,999 mmons) U S-MeTOKCHIHUPHIMH-3-
amuHa (0,124 1, 0,999 Mmmop) B aTanose (0,5 M) mpu 60°C B Teuenue 4 4. Ob6pazoBaHrue UMHUHA OBIJIO KOJHYE-
CTBEHHBIM W PAaCTBOP MCIOIB30BAIH O€3 IOTIOTHUTEIHHON OYHCTKH.

Cramus 2. 2-(3-(2-(5-®roprupunnn-3-mi)-2-((5-MeTOKCUITUPUINH-3 -1 )aMUHO )arieTvn)- | H-uanon-7-
WI)ITWIIALIETAT TIOJIy9ald corjacHo obmeld mnpomenype K w3 cmecwm  3-0eH3UI-5-(2-THAPOKCHUAITHI)-4-
MeTmiTraszon-3-uii xmopuaa (0,135 r, 0,500 mmons) 1 TpudTIiiamuna (0,070 mu, 0,500 MmMonb) B sTanone (1
MJI), TPeT-0yTHI-7-(2-ameTokcuaTI)-3 -hopmui- 1 H-unmon-1-kap6okcwmnara (0,331 1, 0,998 Mmmoms) u pacTBopa
N-((5-proprupuanH-3-1m1)MeTHIICH )-5-MeToKcuTupu anH-3-amuHa (0,999 MMons) B 3taHone (1 mir), HarpeBae-
MbIX 1ipu 70°C B Teuenue 2 cyTok. OUMCTKOM ocax<ieHHeM U3 nuxyiopMmerana noxydanu 0,254 r (55%) xenae-
MOT0 COeMHEHUS B Brje Oenmoro TBepaoro BemectBa. ESI/APCI(+): 463 (M+H). ESI/APCI(-): 461 (M-H).

[pumep 341. TIlomywenwe 2-(5-propnmpuaun-3-un)-1-(7-(2-ruapoxcustun)-1H-unnon-3-um)-2-((5-
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METOKCHITPHINH-3-HJ1)aMHHO )3TaHOHA.

2-(5-®Propnupunus-3-min)-1-(7-(2-runpoxcuatiin)-1 H-uanon-3-wm)-2-((5-MeToKkCunupu auH-3 -1t )aMmu-
HO)ITaHOH TONydalu corjlacHo oOmiedt mpomenype S wu3 pactBopa 2-(3-(2-(5-¢broprmpunna-3-mm)-2-((5-
METOKCUITHUPHUINH-3-1T)aMiHO )are T )- | H-uamon-7-un)stunanerara (0,190 r, 0,411 mmons) B cmecn THF (3
MJ) 1 MeTanona (3 M) u kapbonara kamus (0,114 r, 0,822 MMoub). PeakimmoHHYI0 CMeCh MepeMENIUBaI MPH
KOMHATHOW TeMmIiepatype B TedeHue 16 4. OumcTkoi (nemr-xpomartorpadueld Ha CHIIMKareiae ¢ MPUMEHEHHUEM
rpagueHTa Metanona (1-10%) B quxmopmerane noxyvanu 0,074 t (43%) xemaeMoro CoeAMHEHNS B BUe Oeoro
TBepaoro Bemectsa. ESI/APCI(+): 421 (M+H). ES/APCI(-): 419 (M-H). 'H SIMP (DMSO-de) & 8,93 (1H, s);
8,79 (1H, s); 8,44 (1H, d); 8,02 (1H, d); 7,83-7,96 (2H, m); 7,55 (1H, d); 7,03-7,21 (2H, m); 6,79-6,93 (2H, m);
6,36 (1H, d); 3,65-3,79 (5H, m); 3,03 (2H, t).

Mpumep 342. TIlomyuenme 2-(3-(2-((5-meToxkcUnMpUAMH-3-WIT)aMUHO)-2-pennnanerun)-1 H-ungon-5-
WIT)3THIANETATA.

Cragusa 1. 2-(1H-MH07-5-11)3THNAIETAT TONyYain corjJacHo obmiei mporenype Q u3 2-(1H-unmon-5-
wi)atanona (2,310 r, 14,33 mmone), DMAP (3,500 r, 28,66 MMoib) u ykcycHoro anrunpuna (3,500 m, 37,26
MMOJIB) B auxjopMmeraHe (250 mur). Ouuctkoii ¢uiem-xpomatorpadueil Ha cuiIMKareie ¢ MPUMEHEHHEM T'pajin-
enra stwiianerara (15-70%) B renrane momyqanu 2,580 1 (89%) xemaeMoro coeTMHEHNS B BHIIE Maca.

Cramus 2. 2-(3-®opmun-1 H-uHA07-5-11)3THIANIETAT TOTYYalId COTIacHO o0miei nporenype R u3 pacto-
pa oxcamuixiopuaa (1,330 v, 15,23 mmons) B guxiopmerane (8 mi), DMF (1,180 mur, 15,23 mmons) u pac-
tBopa 2-(1H-unmon-5-wn)stunanerara (2,580 r, 12,69 mMonp) B auxiopmerane (20 mur). Oumctkoit dierni-
xpomarorpadueii Ha cunMKareine ¢ NpUMeHeHHeM rpaguenrta >Tmianerata (30-100%) B renTtane morydaid
2,780 r (95%) xemaemoro coenuHeHUs B Buae OexkeBoro TBepaoro BemecTBa. ESI/APCI(+): 232 (M+H); 254
(M+Na). ESI/APCI(-): 230 (M-H).

Cramust 3. tper-bytmin-5-(2-anerokcnatnin)-3-popmui-1H-unnon-1-kapOokcunar mosrydanu COTJIACHO
obomert mponenype F w3 2-(3-¢popmmn-1H-ungon-S-un)stmwianerara (2,780 1, 12,02 MMonb), AU-TpET-
Ooyruinaukapoonara (2,150 r, 14,43 mmons) 1 DMAP (0,294 1, 2,406 mmonb) B aneronutpuie (50 mir). Ouncr-
Kol (ureni-xpomarorpadueil Ha CHIIMKaresie ¢ MPUMEHEHHUEM IpajueHTa 3TmianeTara (5-50%) B renrane moiy-
yamu 3,940 (99%) sxenaeMoro coeqHEHUS B BHE OexkeBoro tBepaoro BemectBa. ESI/APCI(+): 354 (M+Na).

Cramus 4. 2-(3-(2-((5-MeTtokcunupuauH-3-min)aMuHo)-2-hennnamnetvn)- | H-uHmon-5-na)strunanerat mo-
JTydaiam coryiacHo oOmel mpomenype K m3 cmecn 3-0eH3MI-5-(2-THAPOKCHUAITHI)-4-METHITHAZ0IHNA XJIOPUIA
(0,135 r, 0,500 mmons) m TpwdTHIamMuHa (0,070 M, 0,505 mmonb) B atanone (1,5 M), TpeT-OyTmi-5-(2-
arneTokcrdTN)-3-popmu- 1 H-uagon-1-kapbokcnnara (0,331 1, 0,999 mmons) u pactBopa N-OeH3MIHIEH-5-
MeTokcunupuanH-3-amuaa (0,996 mMmoie) B aTanone (1 mi), HarpeBaembix mpu 70°C Bcro HOYb. OUHCTKON
(nem-xpomarorpadureil Ha cuIMKarene ¢ MpUMEHeHHeM rpanuenta meraHoia (1-10%) B muximopmeraHe moiy-
yamu 0,216 r (49%) sxenaemoro coequHeHUs B Buze TBepaoro Bemiectsa. ESI/APCI(+): 444 (M+H). ES/APCI(-):
442 (M-H).

IMpumep 343. Iomydyenue 1-(5-(2-ruapokcuatin)-1H-nunon-3-mm)-2-((5-MeTOKCHUITUPHUIUH-3 -HJT)aMHHO ) -
2-(heHMIITaHOHA.

1-(5-(2-I'mnpoxcuatnin)-1 H-unnomn-3-wmm)-2-((5-MeTOKCUITHPUIMH-3-HT)aMUHO )-2 - CHUIISTAHOH  TTOJTyYajIH
corjacHo obmied mpoueaype S w3 pactBopa 2-(3-(2-((5-MeToKcHIUpUANH-3-1i)aMHHO )-2-peHmnaneTn)-1H-
nHaoa-5-un)arananerara (0,216 r, 0,487 mmons) B THF (5 mim) u metanose (5 mur) u kapoonata kamus (0,135 T,
0,977 mmonb). PeakmmoHHYI0 CMeCh MepeMeNInBaiy pH KOMHATHON Temmeparype B TedeHue 3 4. OumcTKon
(em-xpomarorpadueil Ha cunuKareie ¢ MpuMeHeHHeM TpanuenTta MeraHona (1-10%) B muximopmeraHe ¢ mo-
CIIEIYIOIINM OCaXAeHHeM n3 aneToHuTpruia noxyvainu 0,075  (38%) sxemaeMoro coeJMHEHNUS B BUIE OEKEBOTO
tBepaoro Bemectsa. ESI/APCI(+): 402 (M+H). ESI/APCI(-): 400 (M-H). 'H SIMP (DMSO-d¢) & 12,10 (1H, br
s); 8,86 (1H, s); 8,02 (1H, s); 7,85 (1H, d); 7,66 (2H, d); 7,51 (1H, d); 7,38 (1H, d); 7,26-7,35 (2H, m); 7,17-7,25
(1H, m); 7,09 (1H, d); 6,79 (1H, s); 6,68 (1H, d); 6,17 (1H, d); 4,62 (1H, t); 3,72 (3H, s); 3,54-3,66 (2H, m); 2,80
(2H, t).

Mpumep 344. Tlomyuenume 2-(3-(2-(5-meToxcunupasznH-2-mi)-2-((5-METOKCUITUPHINH-3-H1)aMHHO )arie-
tin)-1H-uapon-5-mn)stunanerara.

2-(3-(2-(5-Meroxcunupazun-2-ni)-2-((5-METOKCUITUPUINH-3 -1 )aMHHO )aueTwin)- | H-nanon-5-nm)atun-
areTaT TOJy4Yald COrTacHo obmiei mporenype K w3 cmecu 3-0eH3MI-5-(2-THAPOKCHATHI )-4-METHITHA3OIHI
xyopuna (0,135 1, 0,500 mmoup) u TpudTIiTamMuHa (0,070 mut, 0,505 MMounb) B aTtanone (1,5 mi), Tper-OyTmi-5-
(2-anreToxcumaTrn)-3-popmmi- 1 H-unnon-1-kapboxcumnara (0,331 r, 0,999 mmons) u pactBopa 5-metoxcu-N-((5-
METOKCHUITHPA3HH-2-W )MEeTHIeH )upuanH-3-amuaa (0,999 mmonp) B aTanosne (1 mi), HarpeBaembix mpu 70°C
BCIO HOUb. OUHCTKOH (prem-xpoMaTorpadueil Ha CHIIHKaresie ¢ MpIMEHEHHeM rpaguenTa meraHona (1-10%) B
nmuxiopmerane momydanu 0,311 r (65%) sxemaemoro coenuHeHus B Buae TBepaoro Bemectsa. ESI/APCI(+): 476
(M+H). ESI/APCI(-): 474 (M-H).

[pumep 345. Tomyuenme 1-(5-(2-runpoxcmdTnin)-1H-unnomn-3-wmm)-2-(5-meroxcunupasun-2-min)-2-((5-
METOKCHITMPHINH-3-HJ1)aMHHO )3 TaHOHA.

1-(5-(2-I'mnpoxcuatrin)-1 H-unno:mn-3-mm)-2-(5-meTokcunupasua-2-ui)-2-((5-MeTOKCUITUpUANH-3 - 1T ) aMH-
HO)3TaHOH NOJIydYaJld corylacHO obOmiel mponenype S u3 pactBopa 2-(3-(2-(5-metoxcumnupasus-2-umn)-2-((5-
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METOKCUIIMPHUINH-3-11)aMHuHoO )aueTwn)- | H-nanon-5-mn)stunanerara (0,311 r, 0,654 mmons) 8 THF (7,5 M) u
metanoue (7,5 mi1) n kapbonara kanus (0,181 1, 1,210 MMonb). PeakiimoHHyro cMech epeMeIIBaI IIPH KOM-
HaTHOW TeMIiepatrype B Teuenne 3 4. OuncTkoi (uenr-xpomaTtorpadueii Ha CHIUKaresie ¢ MpUMEHEHHEM TPaIn-
enra Meranona (1-10%) B guxiiopMeTaHe ¢ MOCIECTYIONINM OCaXICHHEM W3 aleTOHUTpria moimydanu 0,165 T
(58%) xemaemoro coequHEeHHs B Bue OekeBoro TBepaoro BemecTBa. ESI/APCI(+): 434 (M+H). ESI/APCI(-):
432 (M-H). 'H SIMP (DMSO-d) & 12,10 (1H, br s); 8,75 (1H, s); 8,52 (1H, s); 8,26 (1H, s); 8,01 (1H, s); 7,86
(1H, d); 7,56 (1H, d); 7,40 (1H, d); 7,11 (1H, d); 6,84 (1H, br s); 6,68 (1H, d); 6,33 (1H, d); 4,64 (1H, t); 3,86
(3H, s); 3,74 (3H, s); 3,55-3,67 (2H, m); 2,81 (2H, t).

I[Ipumep 346. Ilomyuenne 2-(3-(2-((5-MeToKCUNMUPUIUH-3-MIT)aMUHO)-2-(Tipasonol[ 1,5-a|mupuaua-2-
nn)anetwn)- | H-uanon-5-wn)stunanerara.

2-(3-(2-((5-MerokcunupuuH-3-mi)aMuHO )-2-(tirpa3zono| 1,5-a jmupunun-2-wi)anetwn)- | H-unmon-5-
WI)3THIAETaT MOoJNydald corjiacHo obmieid mnpoueaype K w3 cmecn  3-0eH3mn-5-(2-runpokcuaTHIiI)-4-
metraTrazomi xaopuaa (0,135 r, 0,500 mmons) u TpudTHIamuHa (0,070 Mir, 0,505 MMons) B 3Tanone (1,5 M),
TpeT-0yTHi-5-(2-anerokcnaTii)-3-popmui-1 H-unnon-1-kapdokcnnara (0,331 1, 0,999 mmons) u pactBopa 5-
MeToKcH-N-(upaszono[ 1,5-amupuaun-2-unmMeTiieH ) mupuana-3-amuaa (0,999 mmone) B 3taHone (1 mun), Ha-
rpeBaembIX Tipu 70°C Bcio HOUB. OuncTkol (hnem-xpomaTorpadueii Ha criuKareyie ¢ MpUMEHEHUEM TpaJueHTa
Mmetanona (1-10%) B nuxmopmerane nmomydanu 0,218 r (45%) sxemaeMoro COSIMHEHHUS B BUIE TBEPAOTO BEIIECT-
Ba. ESI/APCI(+): 484 (M+H). ESI/APCI(-): 482 (M-H).

IIpumep 347. Tonydenune 1-(5-(2-ruapoxcudTiu)-1H-uHm0m-3-101)-2-((5-MEeTOKCUTTUPHUTUH-3 -HIT)aMHUHO )-
2-(rtupazono[ 1,5-aJmupuanH-2-1i)3TaHOHA.

1-(5-(2-T'unpoxcuatnn)- 1 H-uamom-3-1i)-2-((5-MeTOKCUIUpUIH-3 - 11 )aMIHO )-2 -(ttupa3zono| 1,5-a|mupu-
JMH-2-WJI)3TaHOH TONyYald CorjlacHo ofmei mnpouexype S u3 pactBopa 2-(3-(2-((5-mMeToxcnnupuauH-3-
WIT)aMHHO)-2-(irpa3ono[ 1,5-ajmupunun-2-mn)anerun)- 1 H-uanon-5-wi)stunanerara (0,218 1, 0,451 mmons) B
THF (5 mu) u metanone (5 mur) u kapoonata xanus (0,124 r, 0,904 mmois). PeakumoHHyIo cMech IepeMennBa-
JIM TIpY KOMHATHOW TeMIieparype B TedeHue 3 4. OuncTkoii dienr-xpomarorpadueii Ha cuiiMKareie ¢ IpuMeHe-
HHeM rpaanenTta Metanona (1-10%) B auxiopMeTaHe ¢ mocieIyomnuM OCaXIeHHEM U3 3TaHouia nonyyvanu 0,077
T (39%) *emaeMoro coeIMHEHUS B BUE po30BOro TBepaoro Bemectsa. ESI/APCI(+): 442 (M+H). ESI/APCI(-):
440 (M-H). 'H SIMP (DMSO-dg) & 11,95 (1H, br s); 8,68 (1H, s); 8,52 (1H, d); 7,94 (1H, s); 7,81 (1H, d); 7,52
(1H, d); 7,44 (1H, d); 7,29 (1H, d); 7,04-7,15 (1H, m); 7,01 (1H, d); 6,68-6,83 (2H, m); 6,58 (1H, s); 6,52 (1H,
d); 6,31 (1H, d); 4,55 (1H, t); 3,64 (3H, s); 3,46-3,58 (2H, m); 2,72 (2H, t).

Ipumep 348. Tlomyuenne 2-(3-(2-(4-dbropdennn)-2-((5-MeTOKCUTTHUPUINH-3-IT)aMUHO )areTe)- 1 H-
WHOJI-7-1T)3THIAIeTaTa.

Cramus 1. PactBop N-(4-pTOpOEH3UINICH)-5-METOKCUTIMPUINH-3-aMHHA B TAHOJIC TIOJIydaad IMyTeM Ha-
rpeBanust pactBopa 4-propoensanpaernna (0,120 r, 0,967 mmonb) n S-merokcunupunui-3-amuHa (0,121 T,
0,975 mmone) B aTanone (0,5 ) mpu 60°C B Teuenune 20 4. OOpa3oBaHUEe MMUHA OBLTO KOJMYCCTBEHHBIM U
pacTBOp HCIIOJIB30BaIN O€3 JTOTOITHUTENTHLHOM OUMCTKH.

Cramus 2. 2-(3-(2-(4-Dropdennn)-2-((5-MeTOKCHIUPHUINH-3 -1 )aMHHO )aneTi)- | H-nanon-7-mm)stun-
areTaT MmoJiydaliy CoriacHO obOme# npouenype K u3 cmecu 3-0eH3mn-5-(2-THAPOKCHITUI)-4-METHITHA30-3-Ui
xmopuaa (0,135 r, 0,500 mmons) u TpudTIIIaMuHa (0,070 M, 0,505 mMoins) B aTanone (1 M), TpeT-OyTmin-7-(2-
aneTokcua T )-3-popmmi- 1 H-uanon-1-kapookcunara (0,331 r, 0,998 mmons) n pacrBopa N-(4-¢pTopOen-
3WIHJCH)-5-MeToKcuupuanH-3-amuHa (0,999 mmoinp) B atanose (1 M), HarpeBaembix ipu 70°C B TeueHue 2
cytok. OuncTkol ¢urem-xpomartorpadueil Ha CHIIMKareie ¢ MpUMEHeHHeM rpaaneHTa meranona (0-7%) B au-
xmopmerane momydanu 0,191 1 (41%) >kemaemMoro coeqWHEHHS B BHIE OEKEBOIO TBEPIOTO BEIECTBA.
ESI/APCI(+): 462 (M+H). ESI/APCI(-): 460 (M-H).

IIpumep 349. IMonyuenne 2-(4-propdennn)-1-(7-(2-ruapoxcndTin)- 1 H-unmon-3-um)-2-((5-MeTokcCunmpu-
JTUH-3-WT)aMHHO )3TaHOHA.

2-(4-®roppennn)-1-(7-(2-ruapoxcnatin)- 1 H-ungosn-3-mn)-2-((5-MeTOKCUTUPUANH-3 -1IT1)aMHUHO ) ITaHOH
HoJydaJld corjacHo oOmeit mponenype S u3 pactBopa 2-(3-(2-(4-dropdennn)-2-((5-MeToKCHIUPHUINH-3-
win)amuHO )anetn)- | H-unmon-7-un)stunanerata (0,190 r, 0,412 mmons) B cmecu THF (3 mi) u meranona (3
wu1) 1 Kap6onata kanwus (0,114 r, 0,823 Mmous). Peakiionnyro cMech iepeMeIIuBaIi Npyu KOMHATHOH TeMriepa-
Type B TeueHne 16 4. Ounctkoil druenr-xpomarorpadueil Ha CHUIIMKarejae ¢ MPUMEHEHUEM IpaJieHTa MeTaHoa
(1-10%) B muxmopmeraHe ¢ mocieayiomeil ounctkoi npemapatuBHOil BOXKX (komonka XBridge; cmocob 5)
nonygamu 0,038 r (22%) sxemaemoro coemuHeHus B Buie >kenroro mopomika. ESI/APCI(+): 420 (M+H).
ESI/APCI(-): 418 (M-H).

IMpumep 350. Tlomyduenme 4-(3-((2-(1H-unmoa-3-1i1)-2-0KCO- 1 -hEHUIITHI )aMHHO )-5-MEeTOKCH(EHOK-
CH)OYyTaHOBOM KHCIIOTHI.

K pacrBopy atmin-4-(3-((2-(1H-unmom-3-m1)-2-0Kc0o- 1 -heHUIITHI ) aMHIHO )-5-MeTOKCH(DEHOKCH ) Oy TaHOaTa
(0,050 T, 0,103 mmonb) B nmuokcane (3 mu) nobasmsu 1H. pactBop runpoxcuaa Harpus (0,308 mu, 0,308
MMOJIB). PeaknmoHHyI0 cMech epeMenBaiy Ipy KOMHATHOM TemriepaType B TeueHue 4 cyrok. Jlobasmsm 1H.
pacTBOp XJIOPBOJOPOIHON KHCIOTHI M PEAKIMOHHYIO CMECh SKCTparupoBajd dTwmianeratoM. OpraHn4ecKylo
(ha3y KOHLEHTPHPOBAIHM IO/ CHIDKCHHBIM AaBieHHeM. Oumnctkoil mpenapatnBHoi BOXX (komonka XBridge;
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croco0 2) ¢ mocienyromei 09ucTKOH Quen-xpomarorpaduei Ha cHiIMKarese ¢ IpUMEHEHHEM TpaJieHTa MeTa-
Homa (1-7%) B muxmopmerane moaydann 0,009 r (19%) 4-(3-((2-(1H-unnon-3-wmi)-2-okco- 1 -penmmTrn)aMu-
HO)-5-MeTOKCU(EHOKCH)OyTaHOBOH KUCIOTHI B BHIE OexkeBoro TBepaoro BemiectBa. ESI/APCI(+): 459 (M+H).
ESI/APCI(-): 457 (M-H). 'H SIMP (DMSO-d,) & 12,14 (1H, br s); 8,89 (1H, s); 8,16 (1H, d); 7,63 (2H, d); 7,46
(1H, d); 7,25-7,35 (2H, m); 7,12-7,24 (3H, m); 6,31 (1H, d); 5,99-6,12 (3H, m); 5,71 (1H, s); 3,84 (2H, t); 3,61
(3H, s); 2,73 (1H, br s); 2,32 (2H, t); 1,86 (2H, m).

IIpumep 351. Tlomyuenune 2-(3-(2-((3,5-nmumeroxcudenun)aMmuno)-2-(mupasono[ 1,5-aJmupunun-2-ni)are-
Tnn)- 1 H-uanon-5-mn)stunanerara.

2-(3-(2-((3,5-qumeToxcudenwmn)amMmuHo )-2 -(ttupazono[ 1,5-amupunna-2-wi)anetn)- | H-uamgon-5-mn)atun-
areTar ModyJalid corjacHo obmei mponeaype K m3 cmecu 3-0eH3MI-5-(2-THAPOKCUITHI )-4-METUITHABOINH
xmopuaa (0,135 r, 0,500 mmone) u TpudTHnamuna (0,070 M, 0,505 mMois) B 3tanone (1,5 mi), TpeT-OyTHi-5-
(2-anerokcnaThi)-3-popmui-1 H-unnon-1-kapbokennara (0,331 r, 0,999 mmons) u pactBopa 3,5-1umerokcu-N-
(tmpazono[ 1,5-a]lnupuaun-2-unmernieH ))anuwmaa (0,999 mmons) B stanone (1 mu), HarpeBaembix npu 70°C
BCIo HOUb. OuncTKo (reni-xpomarorpadueil Ha cuiIMKarese ¢ IpUMEHEHUEM IpajuenTa stuanerara (5-50%)
B auxiyopmMetane mosydanu 0,250 r (50%) sxemaemoro coeamHenus B Buae macna. ESI/APCI(+): 513 (M+H).
ESI/APCI(-): 511 (M-H).

IMpumep 352. Tlomyuenue 2-((3,5-mumeTtokcudenrn)amuno)-1-(5-(2-ruapoxcuatin)- 1 H-uagon-3-mm)-2-
(rmpazomno[ 1,5-a]JmupuanH-2-1un)3TaHOHA.

2-((3,5-AumeTtoxcudenwn)amuHo)- 1 -(5-(2-rugpokcmdtiin)- | H-uanon-3-mm)-2-(mupasono[ 1,5-aJmupunna-
2-HAN)3TaHOH TONYYaJId COTIIacHO oOmel mporeaype S u3 pactBopa 2-(3-(2-((3,5-nuMeTokcu(peHIIT)aMUHO)-2-
(tupazomno[ 1,5-aJmupuaua-2-mn)anetwn)- | H-uagon-5-wn)stunanerara (0,250 1, 0,488 mmoins) B8 THF (5 M) u
metaHose (5 mi1) u kapbonata kamus (0,135 1, 0,977 MMonb). PeaknnionHyro cMech IepeMeIInBaiy Ipyu KOM-
HaTHOH Temneparype B TedeHue 3 4. OunucTKol Quierm-xpomaTtorpadueil Ha cCHIMKaresie ¢ NpUMEHEHUEM Tpajin-
enTa stunanetara (15-70%) B nuxiiopMeraHe ¢ MOCISAYIOLIUM OCaXIEHHEM M3 dTaHoja mnonyyanu 0,086 r
(37%) xenaemoro coeauHenus B Buae OesxeBoro TBepaoro BemiectBa. ESI/APCI(+): 471 (M+H). ESI/APCI(-):
469 (M-H). 'H SIMP (DMSO-d¢) & 11,99 (1H, br s); 8,74 (1H, s); 8,58 (1H, d); 8,01 (1H, s); 7,59 (1H, d); 7,36
(1H, d); 7,00-7,20 (2H, m); 6,80 (1H, t); 6,64 (1H, s); 6,26 (2H, s); 6,09 (2H, s); 5,74 (1H, s); 4,62 (1H, t); 3,62
(6H, s); 3,58 (2H, m); 2,79 (2H, t).

Ipumep 353. Tlomyuenume 3-(3-(2-((5-MeToKCUNUPUIUH-3-HIT)aMUHO)-2-(Tipasonol[ 1,5-a|mupuaua-2-
nn)anetwn)- 1 H-uagon-5-um)nponmianerara.

3-(3-(2-((5-MetokcunupuanH-3-1ia)aMruHO)-2-(ttupazono| 1 ,5-almupunaun-2-nn)anetnn)- | H-uanon-5-
WI)MIPONIHTIAIETaT TOJydadn corjacHo oOmieidt mpomenype K w3 cmecm 3-0eH3Mi-5-(2-THOpOKCHITHIN)-4-
MeTtmiTraszon-3-ui xyopuaa (0,135 r, 0,500 mmons) u TpudTHIamuna (0,100 M, 0,717 mmons) B aTanoie (0,5
M), TpeT-0yTHi-5-(3-anetokcurnpornun)-3-popmumi-1 H-uanon-1-kapbokcunara (0,353 1, 1,022 MMoub) u pac-
TBOpa S-Metokcu-N-(tmpasono[1,5-alnupuaun-2-wiMeTnieH)nupuani-3-amuaa (0,951 MMoinb) B stanone (2
M), HarpeBaeMbIx pu 60°C B Teuenne 72 4. Ounctkoit ¢renr-xpomarorpadueil Ha cuIMKaresie ¢ IpUMEHEHH-
eM rpaaueHTa Meranona (0-5%) B nuxmopmerane nomyuanu 0,233 1 (46%) KenaeMoro COCITUHECHUS B BUJIE KO-
puuHeBoro TBepaoro BeuiectBa. ESI/APCI(+): 498 (M+H). ESI/APCI(-): 496 (M-H).

[Mpumep 354. Iomyyenne 1-(5-(3-ruppoxcurpormn)-1H-uanon-3-wmm)-2-((5-MeToKCUIUpUANH-3-1IT)aMH-
HO)-2-(mtupazouno| 1,5-a|nupuanH-2-wi)3TaHoHA.

K pactBopy 3-(3-(2-((5-MeToxcunupuauH-3-1mi1)aMuHo )-2-(tmpa3zono| 1,5-aJmupuaua-2-mn)anetwn)- 1 H-
nHAo0a-5-un)nponmwranerata (0,233 1, 0,468 mmons) B cmecu metaHona (3 mi), THF (3 mm) u Boasr (0,5 mu)
nobasnsm kapoonar kamus (0,135 r, 0,977 MmMois). PeakiimoHHyI0 cMech IepeMennBaii P KOMHATHOW TeM-
nepaTtype B TedeHue 3 4. PeakimoHHyI0 cMech (GHMIBTPOBAIH Yepe3 IETUT U (QUIbTpAT KOHIICHTPUPOBAIH IO
CHIDKEHHBIM JaBiieHHeM. OCTaTOK pacTBOPSUIM B STHJIAIETATEe M MPOMBIBATH Oy(hEepHBIM PacTBOPOM JIMMOHHOMN
kucnotsl (pH 5). Opranndeckyro a3y cymim HajJ cyab(hpaToM Marius, GUiIbTpoBaal U KOHIEHTPUPOBAIH IO
CHIDKEHHBIM JaBiieHneM. OumcTkoi ¢uem-xpomaTtorpadueil Ha cuiIMKarene ¢ IpUMEHEHHEM I'paJieHTa MeTa-
Hona (0-7%) B AMXJIOpMETaHE C MOCIEAYIOMEeH 0UrCcTKO# npemapatuBHoi BOXKX (kononka XBridge; ciocob 3)
nonydamu 0,040 v (19%) 1-(5-(3-ruppokcumnponrn)- 1 H-unmomn-3-wmm)-2-((5-MeTOKCHITAPHIIH-3 -1 )aMHHO )-2 -
(tmpazono[ 1,5-a]nupuaun-2-nin)3TaHoHa B Buae OexeBoro TBepmoro eemiectBa. ESI/APCI(+): 456 (M+H).
ESI/APCI(-): 454 (M-H).

IMpumep 355. Tlomydenme 3-(3-(2-(5-mMeroxcumupasuH-2-wmi)-2-((5-MeTOKCUTTUPHUINH-3-1T)aMIHO )arie-
Tnn)- 1 H-uanon-5-wn)nponunamnerara.

3-(3-(2-(5-Metokcunupazut-2-ni)-2-((5-MeTOKCUTTMPUANH-3 -1 ) aMHHO )arie T ) - | H-uHmou1-5-ni)npo-
MUJTANeTaT TOydYann coriiacHo obmieit mponenype K u3 cmecn 3-0eH3MIT-5-(2-TUAPOKCUITHII )-4-METHITHA3O0IT-
3-mit xnopuaa (0,135 r, 0,500 mmonp) u TpudTHIamuna (0,100 M, 0,717 mmons) B atanone (0,5 mur), Tpet-
OyTni-5-(3-ameroxcunponun)-3-hopmui- 1 H-unmon-1-kapookcmnara (0,340 r, 0,984 mMMonb) W pactBopa 5-
MeTokch-N-((5-MeToKCUnupasuH-2-mi)MeTHiIeH)mupuauH-3-amuaa (0,941 mmooe) B aTanoine (1 mir), HarpeBae-
MbIX 1pu 60°C B Teyenue 48 4. OuncTkol (ienr-xpomarorpadueil Ha CHIMKarene ¢ MpUMEHEHHEM I'paJieHTa
mertanoua (0-5%) B muxnopmerane nomydanu 0,397 r (64%) sxenaeMOro COeAMHEHUS B BUJIE KOPHYHEBOTO TBEP-
noro Bemectsa. ESI/APCI(+): 490 (M+H). ESI/APCI(-): 488 (M-H).
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[Mpumep 356. Iomyuenue 1-(5-(3-runpokcunponnn)-1H-unmnomn-3-um)-2-(5-metokcunupazun-2-wun)-2-((5-
METOKCHITMPHINH-3-HJ1)aMHHO)ITaHOHA.

1-(5-(3-T'unpoxcunpomnmn)- 1 H-uxmon-3-un)-2-(5-metokcunupasui-2 -mi)-2-((5-Me TOKCUITAPUIHH-3 -
WJT)aMHHO )3TaHOH TIOJTydJaIl COTIIAaCHO oOIIel mporeaype S u3 pactsopa 3 -(3-(2-(5-meTokcunmpasuH-2-mi)-2-
((5-meTokcunmupuanH-3-1)aMuHO )areTvn )- | H-uamon-5-nn)npornunanerara (0,297 r, 0,607 mmons) B THF (4
MJI) B MeTaHoie (4 mi) u kapOonarta kamus (0,171 r, 1,237 MMoinb). PeaknimoHHYI0O CMeCh HarpeBaeMbIX MPH
45°C B Tteduenne 5 4. Ounctkoil duenr-xpomaTtorpaduieid Ha CHIMKareae ¢ MPUMEHEHHEM TpaJiieHTa METaHOIa
(0-10%) B muxmnopmerane noxydamu 0,090 T (33%) >xemaemMoro mpomykra B BUAE OJETHO-KEITOTO TBEPAOTO
coenunenus. ESI/APCI(+): 448 (M+H).

Mpumep 357. Ionyuenne 2-((3,5-mumerokcudenun)amuno)-1-(7-(2-(meruncynsponmn)atin)-1 H-uamon-
3-mi)-2-(peHnIITaHoHa.

Cramus 1. K cycnenzun 1-(7-(2-runpoxcuatuin)- 1 H-unnon-3-un)-2-penmmranona (0,089 r, 0,319 mmous)
B nuxjopmeraHe (4,3 mu) go6asisumy TpudTIiaamuH (0,065 v, 0,498 MMons) u mesmxmopun (0,028 i, 0,468
MMOJIB). PeakiioHHyto cMech nepeMenInBaiy Npyu KOMHATHOW TeMIepaTtype B TedeHue 5 4. Jlo0aBisiiu Boay u
(hazel pazmensin. Opranndeckyro a3y MpOMBIBAIN BOJOH U COJIEBBIM PACTBOPOM, CYITHIIA HAIl CYIb(paToM Ha-
TpuA, GUIBTPOBANTH M KOHIICHTPUPOBAIH IO CHIKCHHBIM JIaBJICHHEM C MOJIYYCHHEM B KOJHMYECTBEHHOM OTHO-
mennn 2-(3-(2-permnaneTn)- 1 H-unmon-7-un)stuiaMetancynbpoHata, KOTOPBIH HCIIOIB30BATH 0€3 JOIOJIHU-
tenapHOU ouncTku. ESI/APCI(+): 358 (M+H).

K pactBopy 2-(3-(2-dbenunanernn)-1H-uanon-7-un)stmnmerancyabhonara (0,319 mMMonp) B MeraHoie
(3,6 M) mobasmsum THOMeToKcHa Hatpus (0,045 1, 0,642 mmons). Uepe3 18 4 mpu KOMHATHOHM TemrepaType
cHoBa 00aBisui THoMeTokeu Hatpust (0,045 1, 0,642 MMois). PeakmoHHyI0 cMech repeMenBani Ipu KOM-
HATHO Temrieparype B TeucHue 8,5 1. [locnme mobasnenus Tnomerokcuaa Hatpus (0,018 r, 0,257 mmons) mpo-
JIOJDKAJIH [IepeMEelIBaHNe TIPH KOMHATHOM TeMIiepatype B TeueHue 18 4. PeakiimoHHyI0 cMech pas/essiiia Mex-
Iy oTuinaneTatoM u Bojgo. ®asel paznensu. Opranndeckyio (azy NpOMBIBAIH COJIEBBIM PacTBOPOM, CYIIHIIN
HaJ cyiab(aroM HaTpus, GUIBTPOBAIN M KOHLEHTPUPOBAIM MOJ CHIKCHHBIM naBieHneMm. OuucTkol Quem-
xpomarorpadueii Ha cuIMKaresie ¢ MIpruMEeHeHNeM rpafauenTa stwianetara (15-50%) B renrane momywanu 0,041
r (42%) 1-(7-(2-(metuntro)3tun)-1H-uanomn-3-nn)-2-peannitaHona B Buae Oenoro mopomrka. ESI/APCI(+):
310 (M+H). ESI/APCI(-): 308 (M-H).

Cramus 2. K pactBopy 1-(7-(2-(Metnnrno)3tun)- 1 H-uamon-3-nn)-2-pernndranona (0,087 r, 0,236 MMoIIb)
B nuxyopmerane (1 mu), oxnaxkaeHaoMy g0 0°C, mo6aBiIsiIM MOPIMOHHO 3-XJIOPIEPOKCUOCH30UHYIO KHCIOTY
(0,125 1, 0,507 mmomb). Uepes 2 9 mpu KOMHATHOHN TeMIiepaType M00aBIsuIH 3-XJIOPIEePOKCHOSH30MHYIO0 KHUCIIO-
Ty (0,040 1, 0,174 MMoub). PeaknioHHyI0 cMech NepeMeIInBaIy IpyU KOMHATHOH TemIeparype B TeueHue 2 4.
PeakinoHHyI0 cMech pa30aBisuId JUXJIOPMETAaHOM U IIPOMBIBAJIM HACHIIIEHHBIM PacTBOpOM OmkapOoHaTa Ha-
Tpusi. Opraandeckyto a3y MpOMbIBAIM BOJOH M COJIEBBIM PAacTBOPOM, CYIIMIN HaJl CyJIb(aToM HaTpHs, QHUIbT-
pOBa M KOHLEHTPHUPOBAJIM TI0Jl CHIKEHHBIM AaBieHreM. OuncTkoi (hienr-xpomarorpadueii Ha cuimkarene ¢
NpUMEHeHneM rpaaueHta ortunanerata (40-90%) B remrane mnomydanm 0,037 1 (46%) 1-(7-(2-
(metmncynshonmT)THA)- 1 H-nH1051-3-m1)-2-¢eHnnsTanona B BUie 0eoro mopouika.

ESI/APCI(+): 342 (M+H); 364 (M+Na). ESI/APCI(-): 340 (M-H).

Cramus 3. K pactBopy 1-(7-(2-(Metuncynbponun)atin)- 1 H-uanon-3-mm)-2-hpennmsranona (0,037 r, 0,108
mMmoub) B THF (1,3 mi), oxnaxkaenHomy 1o 0°C, noGaBisui pacTBOp (PEHHITPUMETHIAMMOHUN TpuOpoMHIa
(0,058 1, 0,154 mmomns) B THF (1,6 mi). Peakimmonnyto cmech mepememmBaiy npu 0°C B Teuenne 1 9 u npu
KOMHATHOU TeMIieparype B Teuenue 4 4. Jloo6asmsu 3,5-mumerokcuanmiud (0,167 t, 1,090 mmons). Peakmon-
HYIO CMECh KUITATHIIM C 0OpPAaTHBIM XOJIOAMIEHIKOM B TEYEHHUE 3 U U NEePEMEIINBaIN BCIO HOYb P KOMHATHOH
Temriepatype. PeakimoHHy0 cMech (HIbTPOBAIN M TBEPAOE BEIIECTBO NMPOMBIBAIM dTHIaLEeTaTOM. OUIbTpaT
KOHILEHTPUPOBAJIH IOl CHIDKCHHBIM AaBieHueM. OCTaTOK pas3[essuid MeXIy STHJIAleTaToM M 1H. pacTBOpOM
XJIOPBOAOPOHOM KucioThl. Pasbl paspensim. Oprannueckyio ¢aszy MpoMbIBajIM HAachIIICHHBIM PacTBOPOM OH-
KapOOHaTa HaTpus, BOAOW M COJEBBIM PACTBOPOM, CYIIMJIN HaJ Cyib(paToM HATpHs, (GUIBTPOBAIN U KOHIICH-
TPUPOBAJIM 1O/ CHI)KEHHBIM naBieHueM. Oumctkoil dienr-xpomarorpaduell Ha CHIIMKareie ¢ MpUMEHEHHEM
stinanerata (40-90%) B renrame momydanm 0,035 r (66%) 2-((3,5-mumeroxcudennit)amMuHO)-1-(7-(2-
(MmeTuncynshoum)aTIN)- | H-uHmon-3-un)-2-penmmTadona B Buae OexeBoro mopomka. ESI/APCI(+): 493
(M+H); 515 (M+Na). ESI/APCI(-): 491 (M-H). 'H SIMP (DMSO-d) & 12,22 (1H, br s); 8,93 (1H, s); 8,06 (1H,
t); 7,63 (2H, m); 7,26 (2H, m); 7,13-7,20 (3H, m); 6,35 (1H, d); 6,11 (1H, d); 6,06 (2H, s); 5,71 (1H, s); 3,61
(6H, s); 3,47 (2H, m); 3,33 (2H, m); 3,02 (3H, s).

IIpumep 358. IMomyuenue 2-((3,5-mumeroxcudenmn)aMuto )-2-(4-propdermn)- 1 -(5-(3-ruapoKkcurpornm)-
1H-unnon-3-min)sTaHoHa.

Cramust 1. 1-(5-(3-((tper-byrmnanmermicunun)okcu)nponin)- 1 H-uanon-3-nn)-2-(4-gpropdennn)stanon
noxyyajiu corjlacHo obmed mponenype O w3 pactBopa S5-(3-((Tper-OyTHIANMETHIICHITIIT)OKCH)porti)-1 H-
unpoina (0,130 r, 0,449 mmous) B auxiopmerane (2,5 mut), 1M pacTBopa AMATUIATIOMUHUMA XJIOpUIA B TeKCaHe
(0,584 M, 0,584 mmonb) u pactBopa 2-(4-dpropdenmn)anermxiaopuna (0,101 r, 0,584 Mmonb) B AuxIopMeTaHe
(1 mir). OuncTko#t ¢pem-xpomarorpadueil Ha cunKaresie ¢ IpUMEHEHNeM rpaanenTa stunanerata (5-100%) B
renrane momyyanu 0,042 r (22%) xenaemoro coenunenus. ESI/APCI(+): 426 (M+H). ESI/APCI(-): 424 (M-H).

Cramus 2. 2-Bpom-2-(4-propdenmn)-1-(5-(3-rumpoxcunponwn)- 1 H-uHm101-3-11)3TaHOH MOyJald  CO-
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riracHo ob1eit npouexype P u3 pactBopa 1-(5-(3-((Tper-OyTnnaumernicumn)okey)npornwn)- 1 H-ungon-3-wum)-
2-(4-dpropdenmn)sranona (0,042 r, 0,099 mmozns) B THF (1 M) u pernntpumernnammonnii Tpudbpomuna (0,045
1, 0,118 Mmomp). OuncTkoit durenm-xpoMarorpadueii Ha cCuiIMKareyie ¢ MPUMEHEHHEM IpaaneHTa Metanona (1-
10%) B muxnopmerane momydamu 0,020 r (52%) xemaemoro coemmueHms. ESI/APCI(+): 390, 392 (M+H).
ESI/APCI(-): 388, 390 (M-H).

Cramus 3. 2-((3,5-Ammeroxcudenmn)amuto)-2-(4-propdenmn)-1-(5-(3-ruapoxcumnponmn)- 1 H-uanon-3-
WI)3TAaHOH TOJydadu corjlacHo oOmieit mpouenype E u3 2-6pom-2-(4-dpropdenmn)-1-(5-(3-ruapoKkcrumportun)-
1H-unnon-3-mr)stanona (0,020 r, 0,051 mmons) u 3,5-numeroxcuanmmmia (0,039 r, 0,256 MMOJIB) B alleTOHUT-
pune (0,5 mi), obmywyaembIx B MuKpoBosiHOBOW meun mpu 100°C B Tewenwe 15 muH. Oumcrkoil ¢uer-
xpoMmatorpaduell Ha CHIMKareie ¢ NpUMEHEHWeM rpaaueHrta stwianerara (20-100%) B renTane moiydanu
0,008 r (34%) xemaemoro coeauHeHus B Bue TBepaoro Bemiectsa. ESI/APCI(+): 463 (M+H). ESI/APCI(-): 461
(M-H).

Mpumep 359. Tlomywenue 3-(3-(2-(4-dpropdennn)-2-((5-METOKCHITUPUINH-3-HIT)aMHUHO )arieTi )- 1 H-
MHJI0JI-5-1IT)IpOTHJIale TaTa.

3-(3-(2-(4-DTopdenmn)-2-((5-MeTOKCUITUPUANH-3 -1 )aMUHO )arieTrd )- | H-nHnon-5-wn)nponunamnerar  1mo-
Tydand corjacHo obmieit nmponenype K u3 cmecu 3-6eH3mI-5-(2-THAPOKCUITHN )-4-METUITHA30JI-3-Ui XJIOpUIa
(0,133 1, 0,486 mMmomb) m TpwdTHIamMuHa (0,100 M, 0,717 mmonb) B atanose (0,5 M), TpeT-OyTmi-5-(3-
areTokcunpornwn)-3-popmui- 1 H-uagon-1-kapookcmmara (0,350 r, 1,013 wmmonms) u  pactBopa N-(4-
(bropbeH3nmIeH)-5-MeTokcuupuanH-3-amuta (0,967 mmonb) B sTaHone (1 mur), HarpeBaembix mpu 60°C B
TedyeHue 24 4. OuncTikoi (uem-xpomaTorpaduell Ha CrIMKareiie ¢ IpIMEHEeHHeM rpaauenta Metanona (0-5%)
B nuxsopMmerane nomydanu 0,193 r (40%) xemaemoro coequHeHust B Buae kopuyneBoro macina. ESI/APCI(+):
476 (M+H). ESI/APCI(-): 474 (M-H).

IMpumep 360. Ilomyuyenne 2-(4-dpropdenun)-1-(5-(3-runpokcunponmn)-1H-unnon-3-mn)-2-((5-merokcu-
MUPHINH-3-1J1)aMHHO )3 TaHOHA.

2-(4-Propdennn)-1-(5-(3-runpoxcunponun)-1 H-unmon-3-ni)-2-((5-MeTOKCUITUPUANH-3 -1IT)aMHUHO ) 9Ta-
HOH TIONy49aJid corjiacHo oOmeid mnpomenype S wu3  3-(3-(2-(4-propdenwn)-2-((5-MeTOKCHTTUPHTUH-3 -
nin)aMuHo )anetwn)- | H-uagon-5-mn)nponmnanerara (0,193 r, 0,406 mmois) B cmecu THF (3 M) u meTanona (3
M) 1 kapOonata kamus (0,117 r, 0,847 mmons). Peaknonnyro cmech HarpeBau mpu 45°C B Tedenue 5 4. Oun-
CTKOU (prem-xpomaTorpaduell Ha cuIuKareiie ¢ MpuMeHeHHeM rpaguenTa Metanona (0-5%) B auxiopmeraHe ¢
MOCTEIYIONNM OCaKACHHEeM m3 auxiopmerana moiydanu 0,027 v (15%) xemaemoro mpoaykra B BHae 6e10ro
tBepaoro BeniectBa. ESI/APCI(+): 434 (M+H). ESI/APCI(-): 432 (M-H).

[Mpumep 361. [Nonyuyenne 2-((3,5-qumeroxcudernn)amuHo)-2-(4-proppennn)-1-(5-(2-ruapokcuatun)-1H-
WHJI0J1-3-1JT)3TaHOHA.

Cramus 1. 2-(4-®@ropdennn)-1-(5-(2-ruapokcustin)- 1 H-namon-3-nir)3TaHoH 1OJTydaind COTJIACHO OO0IIeH
npouenype O n3 5-(2-((Tper-OyTunanmeruicunn)okcn)atun)-1 H-unnona (0,430 r, 1,561 MMonb) B auxiopme-
tane (5 mu), 1M pactBopa audTHNAMIOMUHKE Xnopuna B rekcane (0,322 mu, 0,322 mMMmonb) u pactBopa 2-(4-
¢dbroppermn)anermwaxiaopuaa (0,322 wir, 2,351 mmoms) B auxiopmerane (5 wur). OdwucTkoW -
xpomarorpadueii Ha cHIMKaresie ¢ MPIMEHEHHEM TpaaueHTa stiianetara (2-70%) B renrane mosryganu 0,062
(13%) xemaemoro coemurenus. ESI/APCI(+): 298 (M+H). ESI/APCI(-): 296 (M-H).

Cramus 2. K pactBopy 2-(4-dpTopdennn)-1-(5-(2-runpokcudtnn)- 1 H-uanon-3-mn)stanona (0,060 r, 0,202
mMoub) B THF (2,5 mun), oxnaxnennomy go 0°C, mo6aBisiiid pacTBOp (EHWITPUMETHIAMMOHHUHUTPUOpOMHIIA
(0,106 T, 0,282 mmomns) B THF (2,5 mi). Peaknmmonnyto cmech nepememmBaii npu 0°C B Teuenne 1 94 u npu
KOMHATHOU TeMIiepaType B TeucHue 5 4. Jlobapmsum 3,5-numerokcuanmwiud (0,309 1, 2,021 MMoIs) U peakim-
OHHYIO CMECh KHITITHIN C OOpaTHBIM XOJIONWILHUKOM B TeueHue 2 4. [locie oxiaxaeHus 10 KOMHATHOH TeM-
neparypsl 100aBIsUIM 1H. pacTBOP XJIOPBOJOPOHON KUCIIOTH M PEAKLIIMOHHYIO CMECh HKCTParupoBallv dTHIale-
taroM. Opranndeckyio a3y KOHIEHTPHUPOBAIM II0J CHW)KEHHBIM JjaBieHueM. Ounctkoil ¢uem-
xXpoMmartorpauell Ha CHIIMKarelie ¢ MpUMEHEHHEM rpaaneHTa stwianerara (5-50%) B AuxjiopMeTaHe ¢ mocie-
nytomeit ounctkol mpenaparnBHOi BOXX (xomonka XBridge; croco6 2) momywamm 0,025 v (28%) 2-((3,5-
TUMETOKCU(EeHIT)aMIuHO)-2-(4-dpTopdhennn)-1-(5-(2-ruapoxcudtn)- 1 H-unmon-3-un)stanHora B Buae Oenoro
tBepaoro Bemecta. ESI/APCI(+): 449 (M+H). ESI/APCI(-): 447 (M-H). 'H SIMP (DMSO-d¢) & 12,07 (1H, br
s); 8,84 (1H, d); 7,99 (1H, s); 7,59-7,72 (2H, m); 7,36 (1H, d); 7,02-7,19 (3H, m); 5,98-6,13 (3H, m); 5,74 (1H,
s); 3,62 (6H, s); 3,52-3,60 (2H, m); 2,78 (2H, t).

Be3 orpannueHus ganee mMpencTaBlIeHBI elle MPUMEPHl COSTMHEHNH COTIIaCHO HACTOAIIEMY N300peTeHHIO,
KOTOPBIE MOTYT OBITH ITOJYYCHBI C IPUMEHEHNEM ONICAHHBIX B HACTOSIIEM TOKYMEHTE MOJOOHBIX MIPOTOKOJIOB!

4-(3-((1-(4,6-mameTmmupuaus-3-ni)-2-( 1 H-uaaom-3-m)-2-0KC03THIT)aMHUHO )-5-MeTOKCH (D eHMIT ) Oy TaHO-
Basi KHCJIOTA;

2-(6-(ruppokcumeTin ) mupuauH-3-mn)- 1 -(1 H-uamgon-3-mmn)-2-((3-metokcu-5-(2-(MeTuicymbpo-
HUT)3THIT)(DSHILUT)aMUHO )3 TAHOH;

2-((3,5-aumerokcudennia)aMuHo)- 1 -(5-prop-7-(2-runpoxcuatiin)- 1 H-unnon-3-mn)-2-(terparunpodypan-
3-MJ1)3TaHOH;

2-((3,5-aumerokcudernia)aMuHo)- 1 -(5-((metuncynsponmn)merwn)- 1 H-nanon-3-mn)-2-(rerparunpo-2H-
MUpaH-4-Kui)3TaHoOH;
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2-((3,5-numeTokcudeHmn )aMuHo )- 1 -(5-(3-(mumetrnamuno )uporwn)- | H-urmon-3-un)-2-(3,5-qumetinu-
30KCa30J1-4-U1)ITaHOH;

2-([1,2,4]tprazono[ 1,5-aJmupunua-7-mn)-1-(7-(3-amunonponmn)- | H-urmoin-3-num)-2-((3,5-mumeTokcude-
HUWJT)aMHHO )9 TaHOH;

2-(6en3o[d]uzoxcazoin-3-nin)-2-((3,5-mumeTokcudenmn)amuHo)- 1 -(7-(3-ruapokcunpornmn)- | H-uamon-3-
WJT)9TaHOH;

3-(3-(2-((3,5-mumeTokcuderm ) aMuHO )-2-(5-peHmIm30Kca30-3-mn)aneTin)- | H-uagon-5-um)nponanosas
KHCJIOTA;

1-(5-(2-amuHOaTHN)- 1 H-NHA0M1-3-101)-2-((3,5-muMeTokcudenmn)aMmuno)-2-(5-metui- 1 -penun-1 H-mpa-
30J1-3-MJ1)3TaHOH;

1-metmin-4-((2-(5-(2-(meruncynbhonmn)atin)- 1 H-uamon-3-mi)-2-okco- 1 - HUII THIT)aMHHO ) TUPPOIIH-
JIH-2-0H,;

1-(1H-uan00-3-m1)-2-((3-MeTokcu-5-((MeTrnamMuHo )MeTr ) perwn)amuHo)-2-(3-metmn-3 H-umunazo[ 4, 5-
b]mupuIuH-2-1i1)3TaHOH;

2-(6,7-muruapo-4H-tmmpano[3,4-d]|trnazon-2-mn)-2-((3-(2-ruapokcudThII)-S-MeToKC U eHmIT)aMmuHo)- 1 -(1 H-
WH0JI-3-1J1)3TaHOH;

2-((3-(2-amuHOATOKCH)-5-MeToKkcueHnn )aMuHO )- 1 -(1 H-uamom-3 -mm)-2-( 1 -metm- 1 H-6en3o0[ d Jumugazon-
2-WJ)3TaHOH,

2-(6en3o[d]trazon-2-mn)-1-(1H-uan0m1-3-1m1)-2-((3-MeTokcu-5-(2-(uppoauaAnH- | -11)3TOKCH ) PSHILT)aMH-
HO)3TaHOH;

2-((3-(mudropmerokcn)hermn)amuno)- 1 -(1 H-nanon-3-mn)-2-(tnaszono[4,5-bnupasun-2-mir)3TaHoH;

2-(3-((1-(6en3o[b]rnoden-2-mn)-2-(1H-ung0:71-3 -111)-2-0KCOITHI)aMHHO )-5-METOKCH(DEHHUIT) yKCYCHasl  KH-
CJIOTa;

2-((3-(3-aMUHOTIPOTIOKCH )-5-MeTOKCU B eHIIT )aMUuHO )- 1 -(1 H-unmon-3 -un)-2-(tueno[ 2,3-b jnupuaun-2-
WJT)3TaHOH;

1-(5-(amunromeTtnn)- 1 H-uamon-3-mm)-2-((3,5-mumeTokcud e Hr1 ) aMuHO )-2-(Trazom0[ 5,4 -c [mupuanH-2-
WJT)9TaHOH;

1-(7-(amunromeTnn)- 1 H-uamon-3-mm)-2-((3,5-mumeTokcud e ) aMuHo )-2-(Trazono[4,5-c [mupuanH-2-
WJT)9TaHOH;

1-(5-(2-amuu03THN)- | H-HEI01-3-111)-2-((3,5-muMeTokcud e HIIT ) aMIHO )-2-(THazom0[ 4,5-b JmupuauH-2-
WJT)9TaHOH;

1-(1H-uan00-3-171)-2-((3-MeTOKCU-5-(2-(MeTHICY () OHILT ) 3TOKCH ) D eHILT)aMUHO )-2-(5-MeTii-4,5,6,7-
TeTparuaponupasoinol 1,5-a] nupasuH-2-mi)3TaHoH;

2-((3,5-anumerokcudennit)amuno)- 1 -(1H-nanon-3-mn)-2-(5-metnin-4,5,6,7-rerparnaporurasono[4,5-cnu-
PUIOVH-2-1IT)3TaHOH;

2-((3,5-aumerokcndennin)amuHo)- 1 -(7-(2-ruapokcuaTi)- 1 H-namon-3-ni)-2-(mapa-ToJiiin)3TaHoH;

2-(4-propdenmn)-2-((3-(2-ruapoKCcUITOKCH)-5-MeToKcHpeHmIT)aMuHO )- 1 -(7-(2-ruapokcuatin)- | H-nanon-
3-HJ)3TaHOH,

2-((3-(2-ruapOKCUITOKCH )-5-MeToKcHpeHHIT)aMIHO )- 1 -(5-(2-ruapokcnaTin)- 1 H-uanomn-3-wmn)-2-henu-
STaHOH;

2-((3,5-mumeToxcudeHmn)aMuHo)- 1 -(5-(2-(mumernnamuso )3t )- | H-urmosn-3-nmn)-2-(4-propdenwn)ata-
HOH;

2-((3,5-aumerokcudennin)aMuHo)-2-(4-propdenmn)-1-(5-(2-runpoxcuatrin)- 1 -metnin- 1 H-ungazon-3-
WJT)3TaHOH;

2-(4-propdenmn)-2-((3-(2-ruapoKcuITOKCH)-5-MeToKcup e )aMuHo )- 1 -(1-metnn-1 H-ungazon-3-
WIT)3TaHOH;

2-((3,5-anmerokcudennin)aMuHo)- 1 -(5-(2-ruapokcuaTin)- 1 -metun- 1 H-unnason-3-um)-2-(nmpasosol 1,5-
a|nupuIH-2-11)3TaHOH;

2-(4-propdenmn)- 1-(1H-unmomn-3-um)-2-((3-MeTokcu-5-((MeTUICYTb(OHMIT )METH )P SHIIT )aMUHO )3 TAHOH;

2-((3,5-mumeTokcudeHm)aMuHo)-2-(3-MeTmmupuanH-2-un)- 1 -(7-((Metancynshormn)metin)- | H-uagon-
3-HUN)3TaHOH U

3-(3-(2-(6-manommmpuanH-2-1n)-2-((3,5-muMeToKC U EHIIT)aMUHO )are THT)- | H-uamon-5-um)nponanosas
KHCJIOTA.

Yacts B.

[Mpumep 362. IIpoTHBOBUpYCHASI aKTUBHOCTH COETMHEHHH 110 H300pETEHUIO.

Jlnst Bupyca gerre: knerkn Vero-B (5x10%) BeiceBamn Ha 96-TyHOUHBIC TUIaHIIETEL. OXHH CYTKH CITYCTS
KyJbTYpaJIbHYIO cpeny 3aMeHsui Ha 100 MKJI aHaTUTHYECKON Cpellbl, coaepiKalield 2x cepuitHoe pa3BelleHue
coennHenus (auanazon koHneHtpanuu: 50-0,004 mxr/mn) u 100 mxin nHOKyyma Bupyca aenre (DENV). ITocne
2-9acoBOT0 MHKYOAIMOHHOTO NEepHo/a KIETOYHBIH MOHOCIIOW IPOMBIBAIN 3 pa3a aHAINTHYECKOW Cpemoi s
yIJICHHUSI OCTaTOYHOTO HEeaJcOpOMPOBAaHHOTO BUPYyCa U KyJIbTYpHI JOMOJIHUTEIBHO HHKYOHpOBanu B TeueHue 4
cyrok (DENV-2 NGC), 5 cyrok (DENV-4, mramm Dak HD 34 460) wim 7 uim 8 cyrok (DENV-1, mramm
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Joxu6ytn D1/H/IMTSSA/98/606 n1 DENV-3, mrramm-npororun H87) B mpucyrctBun mnruburopa. CynepHa-
TaHT coOupanu u Harpy3ky BupycHoil PHK onpenensum kommuectBennsiM OT-IILIP B peansHoM Bpemenu. 50%
ypdexTuBHyr0 xonmentpamnuio (ECsy), onpenensemMyo Kak KOHIEHTpAIlUs COCIUHEHUsS, HEOOXoauMast ISl MH-
rubupoBanus perumkanuu BupycHoit PHK na 50%, onpenensim ¢ mpuMeHeHHEM JIOTapu(pMHIYECKOW HHTEPIIO-
JSITHH.

[IpoTuBOBHPYCHYIO aKTUBHOCThH coennHeHui B oTHomeHHH DENV-2 NGC Tarxke mpoBepsud Ha ajaeHo-
KapIIMHOMHBIX KJIETKaX YeJIOBEUYECKOI'0 aJIbBEOJSIPHOTO Oa3aimpbHOro smurenus (kietkax A549) ¢ mpumeHeHuEM
BBIIICONMMCAHHOTO IPOTOKOIA C TeM OTIHYMEM, UTO BBICEBAIIM MEHBIIE KIETOK Ha yHKY (2x10* K1eTok/TyHKa).

Jlnst Bupyca xentoii nuxopanku: Kierku Vero-B (5x10) BeiceBamu Ha 96-myHouHbIe miaHmeTsl. OxHK
CYTKH CITyCTSl KyJbTYPaJIbHYIO cpeay 3ameHsud Ha 100 MK aHaIMTHYECKOH cpelbl, coaepxkamel 2x cepuitHoe
pasBeneHue coequHeHus (nuanazoH koHneHTparuu: 50-0,004 mxr/min) u 100 MKIT HHOKYJTyMa BHpyca >KENTOH
muxopanku (YFV-17D). Tlocne 2-4acoBoro MHKYOAIIMOHHOTO TEPHOJIa KIETOYHBIA MOHOCIOW MPOMBIBATH 3
pa3a aHAIUTHYECKOW Cpelod I yHaJeHHs OCTATOYHOTO HEaJACOPOMPOBAHHOTO BUPYCA W KYJIBTYPHI IOTOIHH-
TEILHO WHKYOMPOBAJIM B TeUeHHE 4 CYTOK B NMPUCYTCTBUHM MHruoOuropa. CymepHaTaHT COOMpaIM M HarpysKy
BupycHoit PHK onpenensinn konmuectBenusiM OT-TILP B peansnom Bpemenn. 50% 3¢ dekTuBHYIO KOHIIEHTpA-
o (ECsg), onpenensieMyro Kak KOHIEHTpaLUsl COSIUHEHHS, He00X0IuMas JJIsl HHIMOWPOBAaHUS PEIUTHKALIUH
BupycHoit PHK Ha 50%, onpezensiiy ¢ npuMeHeHHEM J0Tapu(pMHIECKOH HHTEPIIOIISIIHH.

Konmuectsennas [1LIP ¢ oOparnoii Tpanckpunrazoii (OT-kIILIP).

PHK Boimemsum n3 100 M1 (wim B HEKOTOPBIX ciydasx 150 M) cynepHaTanTa mpu moMoIu Habopa Nu-
cleoSpin 96 Virus kit (Macherey-Nagel, Diiren, Germany), kak onucaHo u3rotopureneM. [locieoBaTeIsHOCTH
npaiimepoB TagMan (DENV-For, DENV-Rev, YFV-For, YFV-Rev; Ta6n. 2) u npo6 TagMan (DENV-Probe u
YFV-Probe; Tabi. 2) Beibupanmu u3 HectpykrypHaoro rera 3 (NS3) mmm NS5 coOTBETCTBYIOMNX (JIABHBHPYCOB C
MpPUMEHEHHEM TporpaMMHOTO obecnedenust Primer Express (Bepcust 2,0; Applied Biosystems, Lennik,
Belgium). [Tpody TaqMan ¢ayopecnienTHO MeTHIIN 6-KapOokcudmoopectienHom (FAM) Ha 5'-koHIIE B KadecT-
BE PEIOPTEPHOTO KPACUTEIS M MPU MOMOIIH CBS3BIBAIOIIETOCS ¢ Majoi 6oposmort (MGB) Genka Ha 3'-koHIIEC B
KadecTBe racurens (tabmn. 2). OmHocTtanuitnyro xomuuectBeHHyro OT-IIIP mpoBommmu B obmem oObeme 25
MK, copepaxkamieM 13,9375 mxa H,0, 6,25 mxn mactep-mukca (Eurogentec, Seraing, Belgium), 0,375 Mk mps-
Moro npaiimepa, 0,375 Mk obparHoro mpaiimepa, 1 Mka po6s1, 0,0625 mxn obpaTHON TpackpunTass! (Euro-
gentec) u 3 Mk oopaszua. OT-IILP npoBoaunu ¢ npumeHeHneM cucteMsl ckopoctHoit [P B peassHOM Bpeme-
H1 ABI 7500 (Applied Biosystems, Branchburg, New Jersey, USA) npu cnenyromux ycinoBusix: 30 MuH mpu
48°C u 10 mun npu 95°C, 3atem 40 nukio mo 15 ¢ mpu 95°C u 1 mun npu 60°C. JlaHHBIE aHATU3UPOBAIH C
nmpuMeHeHneM nporpammuoro obecriedernst ABI PRISM 7500 SDS (Bepcust 1,3,1; Applied Biosystems). Jlms
a0COJIFOTHOTO KOJIMYECTBEHHOTO OTIPEIENICHISI COCTAaBILLIN TPaJyHpPOBOYHBIE KPHUBBIE C TNpuMeHeHneM 10-
KPaTHBIX pa3BEICHNN CTAaHAAPTHBIX MPEMapaToB M3BECTHRIX KOHIICHTPAIHH.

Tab6muma 2. [Ipatimeps! u ipoOk1, ucnosb3yembie 11t OT-TTLP B peansHOM BpeMeHH

Ipaiimep/mpo6a | MocaenoBarenasHoctsb (5 — 3°)? HcTounuk? Mumenb

DENV-For 1{ICSGAGCCGGAGTTTACAAA (SEQ ID DENV 2 NGC | NS3

DENV-Rev lTICSTAACGTCCGCCCATGAT (SEQ ID
FAM-ATTCCACACAATGTGGCAT-

DENV-Probe MGB (SEQ ID N 3)
GGATAGACCAGAGATCCTGCTGT

DenS$ (SEQ ID N.A4) DENV-1,-3,-4 |NS5

DenASi-3 gzz")FTCCATTTTCTGGCGTTC (SEQ ID DENV-1, -3

DenAS4 I(\JIJ?);%TCCATCTTGCGGCGCTC (SEQ ID DENV-4

Y FAM-CAGCATCATTCCAGGCACAG-

DEN_1-3 probe MGB (SEQ ID N.7) DENV-1, -3
FAM-CAACATCAATCCAGGCACAG-

DEN 4 probe MGB (SEQ ID N.8) DENV-4

YFV-For IngngATTCCAGTCAACCTTCT (SEQ YFV-17D NS3

YFV-Rey GAAGCCCAAGATGGAATCAACT (SEQ
ID N.10)

YFV-Prob FAM-TTCCACACAATGTGGCATG-

“rrobe MGB (SEQ ID N.11)

"Inementsl pernopreproro kpacurens (FAM) u racurens (MGB/TAMRA) 0603HaYeHBI JKUPHBIM U KYp-
CHBOM.

HyKTe0THHYIO TI0CIIEI0BATEIBHOCTS H MONOKEHHE MPaiiMepoB 1 o6 B MpeIeTax reHOMa BHIBOIMITH H3
HyKIeoTuaHOH mocnenoBatenbHocTH DENV 2 NGC (HOoMep moctynma GenBank M29095; Irie et al., 1989), Bu-
pyca nenre, ceportutn 1, mramm Hxubytn DI/H/IMTSSA/98/606 (Homep noctyna GenBank AF298808), Bupyca
nenre, cepotui 3, mramM-tiporotrn H87 (c93130), Bupyca aenre, cepotun 4, mramm Dak HD 34 460 (Tonpko
YaCTHYHBIM, JOCTYITHBI HEOITyOJMKOBaHHBIE TOcieaoBaTebHOCTH) U YFV-17D (HOoMep moctyma GenBank
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X03700; Rice et al., 1985).

AHaNU3 MTUTOTOKCHIHOCTH.

BosmosxHbIe nmuTOTOKCHYECKHE 3(P(PEKTH COSAMHEHUH OIEHMBAIN HAa HEMH(YHUIMPOBAHHBIX MOKOSIIUXCS
xietkax Vero-B. Knerku BeiceBamu mpu 5x10° kietox/myHKa Ha 96-IyHOUHbIH IIAHIIET B NPHCYTCTBUH JBY-
KpaTHBIX CEPUHHBIX pa3BeAcHmi (B Auamna3one ot 50-0,004 MKr/MiI) COeTUHEHMsI 1 HHKYOUpOBaIu B TeueHue 4
cyToK. KymbTypanbHyIo cpefly yAaJSIu U B Kaxayio JyHKy go0asisui 100 Mxn ¢peHasuameTocynbdara 3-(4,5-
JTUMETHIITHA30I1-2-10)-5-(3-kapOokcumeTokcudermn )-2-(4-cyaphodenmn)-2H-TeTpazonus (MTS/PMS;
Promega, Leiden, The Netherlands) 8 PBS. IToce 2-uacoBoro uakyOarmonnoro neproaa mpu 37°C npu 498 aM
OTIPENIeISIIIN ONTHYECKYIO TUIOTHOCTh. [[HTOTOKCHYECKYI0 aKTHMBHOCTH PAaCCUHTHIBAIN C HCIIOIB30BAHHUEM CJE-
IyIoTIen (hopMyIbL:

% sxm3aecriocoOHOCTH KIETKH = 100X(OD o mumenns/ODcc),

r11€ ODoemumenns  ODcc COOTBETCTBYIOT onTHYecKOi MIoTHOCTH mpH 498 HM HEMH(UIIMPOBAHHBEIX Kile-
TOYHBIX KYJIBTYp, 00paOOTaHHBIX COCAMHECHUEM WM ONTHYECKOH IIOTHOCTH HEMH(HUIIMPOBAHHBIX HE0OpabOoTaH-
HBIX KJIETOYHBIX KYJIbTYp, COOTBETCTBEHHO. 50% IIMTOTOKCHYECKYIO KOHIIEHTPAIHIO (T.€. KOHIIEHTPALHUIO, KOTO-
past cHIKaeT ob1ee KoindecTBo KineTok Ha 50%; CCsy) pacCUMTHIBAIN C MCHOIB30BaHUEM JIMHEHHON HHTEPIIO-
JSITIHH.

[TomoOHBIN MPOTOKOJ MCIOIH30BATH IS OTIPEICICHUS IMTOTOKCHYOCTH Ha KieTkax A549 ¢ TeM oTiauuu-
eM, 4TO KIETKH BhiceBatu npu 2x10* kmetok/nyHKa.

B Tabn. 3 moka3zana anTu-DENV-2 akTHBHOCTh Ha KJIeTKax Vero-B M MUTOTOKCHYHOCTh HEKOTOPHIX TH-
MUYHBIX COCTUHEHUH 10 HACTOALIEMY H300pETEHHUIO.
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Tabnuma 3

Kox ECso (MxM) [CCso (MEM) S| Kon ECs) (M) |CCso (M) 5|
CPD-01 go8 29 380 CPD-036 0.04 14 333
CPD-002 o 16 2307 CPD-037 1.20 19 16
CFPD-003 a1 13 114 CPD-039 248 15 [
CFD-004 019 " 57 CPD-040 424 =129 =30
CPD-005 0a3 5 6 CPD-041 0.50 14 29
CPD-006 075 4] 8 CPD-042 12 51 > 138 =11
CPD-007 2453 ] 2 CFPD-043 0.29 > 128 > 440
CFD-008 242 12 ] CPD-044 648 65 10
CFD-008 66 4 7 CPD-045 006 =138 =2183
CPD-010 007 18 244 CFPD-046 065 17 26
CFD-011 166 23 14 CPD-047 042 18 39
CPD-012 005 14 297 CPD-048 2.09 =115 > 54
CPD-012 0.002 g 5726 CPD-048 0.08 =124 = 1642
CPD-014 002 8 354 CPD-050 2.40 87 26
CPD-015 002 22 1065 CPD-051 247 =126 = h1
CPD-018 5 54 " CPD-052 372 a2 14
CPD-018 037 19 52 CPD-052 0.02 18 774
CPD-018 014 71 814 CPD-054 2.08 =115 =04
CPD-020 014 16 114 CPD-055 007 a0 758
CFPD-021 162 =115 =70 CPD-056 045 > 138 =32
CPD-022 12 B0 77 6 CPD-057 605 15 2
CPD-023 030 16 63 CPD-058 285 64 22
CPD-024 0 a0 14 27 CPD-059 1.25 16 13
CPD-025 168 48 68 CFD-060 1033 =113 =10
CPD-026 17 19 =128 > 8 CPD-061 1.71 59 34
CPD-027 a13 15 1M1 CPD-062 0.58 > 134 =230
CPD-028 13517 > 144 L CPL-063 14 33 > 134 =8
CPD-028 084 65 78 CPD-064 B.75 72 8
CPD-030 008 > 126 = 1412 CFPD-085 1210 a0 i
CPD-031 a0 19 =145 =2 CPD-066 632 95 15
CPD-032 55 k3 > 146 =2 CPD-067 004 20 546
CPD-033 815 71 8 CPD-068 132 12 9
CPD-034 46 49 =161 =3 CPL-069 213 71 33
CPD-025 21 14 7 CPD-070 327 ag 27
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Kon ECsp (MkM) | CCsp (MKM) SI Kon ECso (MkM) | CCsg (MKM) S|
CPD-071 60.85 135 2 CFPL-108 052 84 168
CPD-072 6.84 68 10 CFC-110 0.58 i3 127
CPD-073 2.35 76 32 CPE-111 044 =115 =263
CPD-074 0.81 77 95 CPD-112 27 12 4
CPD-075 1.62 102 &7 CPD-113 048 =112 =232
CFPD-076 377 115 N CFPD-114 110 52 48
CFD-077 004 13 M3 CFPD-115 10 58 49 ]
CPD-078 1164 108 g CPD-116 014 13 a8
CFD-080 0.98 > 124 =125 CPD-117 357 =133 =37
CFPD-081 10.76 50 5 CPD-118 0.01 13 843
CFPD-082 61.85 108 2 CPD-118 0.02 13 72
CPD-083 003 26 941 CPD-120 002 " €74
CFPD-084 003 > 127 > 4185 | CPD-121 5.76 s} 10
CFD-085 007 16 227 CPD-122 002 16 785
CFD-086 0.04 12 329 CFPD-123 008 15 337
CFD-087 (.80 > 128 > 161 CFPD-124 0.56 3 5
CFD-088 2.53 =121 > 48 CPD-125 718 > 138 =18
CFD-088 067 =139 =208 CPD-126 0oy 16 241
CFD-090 2.90 13 5 CFPD-127 2.15 i2 23
CFPD-092 010 19 184 CFD-128 0.56 g3 113
CPD-093 16.79 87 5 CPD-128 1.09 =108 >89
CFPD-094 014 1" 77 CFPD-130 0032 15 749
CPD-096 2.90 =121 =42 CPD-121 0.0 13 1779
CFPD-097 2.32 12 5 CPD-132 004 12 235
CFPD-098 1069 =121 =11 CFPD-133 004 19 499
CFD-098 176 12 7 CFD-134 046 49 108
CFD-100 1203 42 3 CFD-135 41 66 =124 >3
CPD-101 4.90 1" 2 CPD-136 0.22 > 120 = 845
CPD-102 0.62 65 106 CPD-137 0.05 > 128 > 2762
CFPD-103 12.43 > 138 =11 CFD-138 0.27 20 74
CPD-104 0.35 65 186 CPD-138 002 20 815
CFD-105 1.23 14 1" CFD-140 2.15 53 24
CFD-106 8.93 =120 =13 CFPD-141 163 44 27
CFD-107 7.88 20 3 CFD-142 010 13 137
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Kon IECsp (MkM) [CCsy (MxM) sl Kon [ECso (MxM) |CCsy (MxM) sl
CPD-144 G068 20 320 CFD-188 014 16 19
CPD-148 ] 24 498 CPD-188 2480 =120 >4
CPD-148 oo 44 594 CPD-200 224 54 24
CPD-149 o032 14 554 CFPD-201 12.23 74 4
CPD-150 02 1056 3956 CFD-202 8.23 104 12
CPD-151 goe =133 > 1443 | CPD-203 073 =134 > 185
CPD-152 go9 75 814 CPD-205 0.06 14 244
CPD-1562 29 =132 > 454 CFD-206 ooz 12 625
CPD-154 008 44 778 CPD-207 3.82 16 4
CPD-155 008 15 9 CPD-208 037 =102 > 279
CPD-156 a2 " (4154 CFD-208 112 > 100 > 88
CPD-157 ] 15 299 CFD-210 020 13 68
CPD-158 ooe K] 746 CPD-211 283 =111 =138
CPD-159 011 g7 624 CPD-212 0.42 =110 > 260
CPD-170 044 26 58 CFD-212 0.06 15 256
CPD-172 o02 g9 3693 CPD-214 0.02 16 469
CPD-174 10,07 g1 g CPD-215 0.16 14 a0
CPD-179 530 135 26 CFD-216 084 > 106 > 127
CPD-180 56.97 > 145 =2 CPD-217 0.25 1 44
CPD-181 422 =122 > 28 CPD-218 228 13 g
CPD-182 I 12 4 CFD-218 062 86 166
CPD-182 16.20 86 g CPD-221 2928 8¢ 3
CPD-184 2242 Fi; 3 CPD-222 013 =129 = 1003
CPD-186 4135 40 8 CFPD-223 57.95 =128 2
CPD-187 318 58 18 CFD-224 0.08 > 134 > 2622
CPD-189 gtK] = 145 > 156 CPD-225 0.28 =134 = 357
CPD-180 171 i 7 CPD-226 0.07 73 1005
CPD-181 258 13 5 CFPD-227 027 > 124 > 454
CPD-182 he2 f0 8 CPD-228 1.62 13 8
CFD-192 072 =133 =185 CPD-228 240 =115 > 48
CPD-184 094 g1 (it CFD-230 012 21 176
CPD-195 12.73 65 5 CFPD-221 1.22 18 15
CFD-186 62.56 =129 =2 CFD-222 oo =125 > 1208
CFD-197 3320 =128 > 42 CFD-222 om i 817
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Kon ECso (MxM) | CCso (MKM) Sl Kon ECso (MxM)  [CCs (MKM) 1]
CPD-234 0.08 15 319 CPD-270 013 =128 = 1001
CPD-235 0.004 13 37 CPD-272 .47 > 124 > 283
CPD-236 0.02 69 4562 CPD-273 .32 > 122 > 1382
CPD-237 1.35 =113 > 84 CPD-274 .28 100 257
CPD-238 0.04 =125 > 3548 | CPD-275 0.86 =126 =13
CPD-238 2285 =125 >8 CPD-276 2.62 22 9
CPD-240 .11 63 578 CPD-277 0.29 16 54
CPD-241 0.04 o8 1521 CPD-278 0.27 =125 > 455
CPD-242 0.04 59 1340 CPD-279 0.18 =124 > 882
CPD-243 169 13 8 CPD-280 0.78 =138 =179
CPD-245 0.08 16 192 CPD-281 .21 =128 =g12
CPD-246 0.32 16 51 CPD-282 .26 =128 =490
CPD-247 042 15 37 CPD-283 017 56 323
CPD-248 0.56 15 27 CPD-284 .62 74 120
CPD-248 010 83 553 CPD-285 0.04 50 1327
CPD-250 022 14 65 CPD-286 1.05 =126 =120
CPD-251 0.07 14 185 CPD-287 0.44 =132 =303
CPD-252 (.48 68 140 CPD-288 012 77 620
CPD-254 0.02 13 743 CPD-289 0.08 68 1150
CPD-255 004 63 1535 CPD-280 088 > 125 =142
CPD-256 018 83 433 CPD-291 006 a3 872
CPD-257 045 17 37 CPD-282 006 €8 1043
CPD-258 147 72 48 CPD-283 oot €5 50498
CPD-258 054 14 26 CPD-294 002 41 2598
CPD-260 008 =126 > 1681 CPD-285 003 18 678
CFPD-261 it 15 40 CPD-286 005 ki 605
CPD-262 ooe 71 1089 CPD-287 003 22 668
CPD-263 218 13 6 CPD-288 042 =118 =278
CPD-264 0.51 =124 = 244 CPD-288 0.02 62 3136
CPD-265 002 =124 = 5616 | CPD-300 1.29 a0 39
CPD-266 0.08 =124 » 2222 | CPD-3M4 0.08 89 1097
CPD-267 1.30 79 61 CPD-302 (.65 15 23
CFPD-268 0.48 15 34 CPD-302 0.82 71 135
CPD-268 0.48 13 28 CPD-205 0.08 > 116 > 1263
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Kon ECsp MxM) | CCsy (MKM) ] Kon ECs (MxM) | CCsp (MKM) | Sl
CPD-307 .18 =124 =702 CPD-238 oo > 124 > 16618
CPD-309 0.54 74 138 CPD-338 0.09 19 205
CPD-210 0.06 25 454 CPD-340 0.02 > 119 >§223
CPD-311 2.58 77 30 CPD-341 0.002 12 6121
CPD-212 467 €9 15 CPD-242 018 > 118 > §37
CPD-313 0.04 58 1464 CPD-344 0.09 94 1054
CPD-214 021 a0 240 CPD-245 0.21 106 493
CPE-215 .05 13 265 CPD-246 o 54 9945
CPD-316 0.02 29 1180 CPD-347 0.98 6 6
CPD-317 0.58 88 163 CPD-248 0.10 14 151
CPD-318 0.06 54 967 CPD-350 0.1 46 3462
CPD-218 012 20 172 CPD-251 011 €5 €05
CPD-320 0.07 > 124 > 1781 CPD-352 0.29 71 247
CPD-321 IR a3 M0 CPD-353 010 56 582
CPD-322 0.02 a1 2855 CPD-355 0.03 44 1511
CPD-322 0.35 58 166 CPD-256 0.12 13 113
CPD-324 o.M 30 3306 CPD-357 1.35 55 40
CPD-225 .09 €8 7 CPD-258 0.18 €2 345
CPD-326 0.0t 13 8127 CPD-358 0.10 52 5
CPD-327 (.35 11 33 CPD-260 0.04 > 124 > 3541
CPD-328 0.1 13 1231 CPD-361 0.09 50 586
CPD-328 0. 41 2980 CPD-262 0.09 41 470
CPD-330 463 =139 =30 CPD-264 1.12 62 55
CPD-321 .02 14 736 CPD-265 2.03 12 6
CPD-232 (.04 20 527 CPD-266 0.26 78 293
CPD-333 0.04 ag 2078 CPD-267 0.04 > 103 > 2862
CPD-234 007 122 1746 CPD-268 oo 11 1306
CPD-335 002 18 a08 CPD-370 0.06 €6 11582
CPD-236 o =123 > 8488 | CPD-371 0.03 12 389
CPD-337 0.005 15 3237

B Tabn. 4 mokazano antu-DENV-1, -DENV-3 n -DENV-4 akTHBHOCTb Ha KJIeTKax Vero-B HEKOTOPHIX TH-
MUYHBIX COCTUHECHUH 110 HACTOSAIIEMY H300PCTCHUIO.
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Tabnuma 4
DENV-1 DENV-3 DENV-4 DENV-1 DENV-3 DENV-4
Kon ECsy (MmxM) [ECsp (MxM) ECs (MxM) Kon ECsy (MkM) [ECsp (MxM) | ECso (MxM)

CPD-001 160 28 40 4 45 CPD-128 750 1837 ND

CPD-002 054 =05 2720 CPD-130 035 170 742
CPD-004 453 8585 ND CPD-131 025 68 477
CPD-010 1.29 3.54 543 CPD-132 245 347 ND

CPD-12 4.42 <L ND CPD-133 2.25 417 ND

CPD-013 0.08 <[5 1.81 CPD-137 oe7 3.81 2.78
CPD-019 0.67 2.18 8.28 CFD-138 3.21 6.62 ND

CPD-020 15.08 ND ND CPD-129 085 0.46 3.81

CPD-025 7.89 12.95 11.76 CFPD-142 1.71 3.97 ND

CPD-027 2.10 9.80 370 CPD-144 2.89 3.08 ND

CPD-029 282 ND ND CFPD-146 ces 272 425
CPD-030 4 80 624 1315 CPD-148 1865 554 287
CPD-036 243 342 585 CFD-149 288 4™ 572
CPD-043 3138 588 478 CPD-150 128 107 887
CPD-045 064 0.87 11.06 CFD-151 .53 2.10 4.87
CPD-049 2.21 10.54 2.27 CFPD-1582 2.08 0.99 6.62
CPD-051 6.76 24.23 32.63 CPD-153 6.26 2.26 368
CPD-053 1.64 11.18 71 CFPD-154 3.82 4.40 9.87
CPD-055 1.86 3.38 4.44 CPD-155 2.84 ND ND

CPD-056 10.57 £69.18 5.82 CFPD-156 .81 2.12 337
CPD-067 =045 120 ND CPD-157 131 085 510
CPD-077 142 207 427 CPD-158 250 219 720
CPD-083 054 o7 252 CPD-159 148 318 686
CPD-084 <045 2138 308 CPD-173 3071 ND ND

CPD-086 087 1.04 357 CPD-193 2367 18.93 5.44
CPD-087 6.05 ND ND CPD-194 ND ND 18.69
CPD-092 ND 0.83 6.73 CPD-203 5.08 5.06 532
CPD-104 3.85 24.02 14.88 CPD-206 037 0.67 1.62
CPD-116 4.19 9.30 ND CFPD-208 ND 6.65 6.95
CPD-118 0.44 3.68 ND CPD-210 1.03 ND ND

CPD-119 0&eg 174 291 CPD-212 ND 590 264
CPD-120 23 518 ND CPD-213 081 254 285
CPD-122 364 B25 ND CPD-214 015 099 416
CPD-123 160 256 264 CPD-219 ND 2207 ND

CPD-126 2.99 8.60 6.29 CPD-222 1.81 3.27 314

ND He omnpeneseHo.
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DENV-1 DENV-3 DENV-4 DENV-1 DENV-3 DENV-4
Kon ECsp (MxM) |ECsp (MxM) | ECso (MXM) Kon ECso (MxM) | ECsp (MxM) | ECso (MxM)
CPD-225 ND 288 118 CPD-288 080 oo 1022
CPD-226 092 81 864 CFD-291 080 080 B 67
CPD-227 ND 291 745 CPD-282 o83 111 708
CPD-229 28 4299 7.55 CPD-282 0.06 .04 1.15
CPD-230 .35 3.53 2.56 CPD-284 023 067 721
CPD-232 0.85 2.69 1.18 CPD-285 0.34 1.38 6.29
CPD-223 022 1.29 3.08 CPD-286 0.88 1.83 an
CPD-234 0.76 2.00 4.18 CPD-287 ND 057 6.68
CPD-235 0.08 0.27 3.02 CPD-298 2.02 5.79 4.62
CPD-226 017 0.3 245 CPD-288 0.50 0.78 265
CPD-237 ND ND 83 CPE-300 529 2112 413
CPD-228 054 185 1017 CPD-201 112 a0 425
CPD-240 120 2138 873 CPD-2032 328 ND ND
CPD-241 ge2 0V 589 CPD-305 044 102 256
CPD-242 040 0.57 7.87 CPD-307 2.43 ND 11.49
CPD-245 070 2.28 am CPD-309 082 070 280
CPD-249 1.13 4.57 1.98 CPC-310 1.11 0.65 .37
CPD-252 ND 12.56 2.29 CPD-212 0.72 1.11 5.84
CPD-254 067 0.80 1.15 CPE-214 1.70 280 B.76
CPD-255 0.75 1.66 3.38 CPE-315 0.28 1.01 1.97
CPD-256 676 449 19 80 CPD-316 038 03z 442
CPD-258 ND ND 942 CPD-217 413 12 84 1063
CPD-2680 683 2263 544 CPD-318 022 232 10 84
CPD-262 231 673 848 CPD-219 284 170 227
CPD-265 0.29 1.64 488 CPD-320 0.96 1.7 9.44
CPD-266 070 4.32 i, CPD-321 040 .32 2.74
CPD-270 1.57 1.87 ND CPD-322 0.20 0.32 3.00
CPD-273 0.58 7.66 3.4 CPD-322 362 498 ND
CPD-278 284 13.20 h.80 CPD-324 0.27 018 £z
CPD-278 062 0.89 8.60 CPD-225 0.87 1.84 7.16
CPD-281 085 557 112 CPD-226 005 oo8 189
CPD-282 124 312 1313 CPD-327 142 461 225
CPD-283 283 714 789 CPD-328 020 013 284
CPD-285 084 220 et CPD-329 027 03z 292
CPD-288 1.90 2.70 6.2 CPD-321 .39 .29 3.28
ND He onpezeneHo.
DENV-1 DENV-3 DENV-4 DENV-1 DENV-3 DENV-4
Kon ECsp MxM) [ECsp (axM) | ECsp (MxM) Kon ECso MxM) | ECsp (MxM) | ECsp (MxM)
CPD-322 a7z 135 284 CPD-344 ND 079 26 80
CPD-323 0328 049 502 CPD-345 ND 173 284
CFPD-324 128 081 1877 CPD-348 ND 004 127
CPD-335 0.3z .42 2.28 CPD-248 ND ND 375
CPD-326 028 0.35 507 CPD-350 WD 028 an
CFD-337 0.09 0.23 0.95 CPD-351 ND 2.02 9.68
CFD-328 035 0.25 1.82 CPD-352 ND .03 8.60
CPD-228 Q.81 0.82 293 CPD-353 ND 07 7.18
CPD-240 .18 0.24 6.39 CPD-355 ND 030 8.17
CPD-341 ND 0.08 3.36 CPD-358 ND ND 5.48
CPD-243 ND KRR ND CPD-360 ND ND 578

ND He omnpeneseHo.

- 165 -




040588

B Tabn. 5 mokazana aHTH-YFV akTHBHOCTH Ha KJIETKaX Vero-B HEKOTOPHIX THIMYHBIX COCIUHCHUH IO
M300pETEHHIO.

Tabnmma 5

Kon ECso (MxM)  [CCso (MKM) | Sl
CFPD-001 9.16 43 ]
CPD-002 2.81 25 9
CPL-010 =08 12 > 22
CFD-012 <05 12 > 23
CFD-013 0.52 11 20
CFD-019 6.18 56 9
CPD-183 <05 =133 > 260

B Tabn. 6 nokazana antu-DENV-2 akTuBHOCTH Ha KiteTkax AS549 HEKOTOPBIX THIMYHBIX COCTMHEHHH IO
HaCTOSIIEMY H300pETEHHIO.

Tabmuia 6
Kon ECso (MmxM) |CCsp (MxM) ]
CPD-(10 0066 16 242
CPD-121 o oos 11 1447
CPD-226 ogme €5 3428
CPD-242 oo 47 4642
CPD-255 0029 59 2020
CPD-283 0o =117 > 43103
CPD-284 oA a1 4048
CPD-320 0006 =124 > 22622
CPD-328 0006 12 2140
CPD-334 0024 85 3636
CPD-226 0005 =122 = 22623
CPD-338 0026 =124 = 4808
CPD-340 0027 =118 = 4425
CPD-246 o oos Lsl; 7569
CPD-350 0008 63 7758
CPD-380 0027 =124 = 4630

[Mpumep 363. In vivo aKTUBHOCTb COETMHEHUH TI0 M300pPETEHUIO IPOTHB UH(MEKINH JICHTE.

Mopens BUpyceMHUH ACHTe y Mbliei, onucanHas B Schul W., Liu W., Xu H.Y., Flamand M., Vasudevan
S.G., J. Infect. Dis. 2007, 95(5) 665-74) (BKIIOYEHO B HACTOSIIMHA JOKYMEHT IOCPEICTBOM CCHUIKH), MOXET
OBITH MCIIOJI30BaHA JIJISI UCCIIEAOBAHUSA in Vivo 3G (hEeKTHBHOCTH coenuHeHni B aToit monemm mprmrer AG129 (c
HEJIOCTaTKOM PELENTOpPOB K o/P-MHTephepoHy U Y-uHTEp(HEpOHY) BHYTPUOPIOUIMHHO HHOKYJIHPOBAIN B JeHb
2x10° Grsmkoo6pasyromux eaunui (6oe) DENV-2 (mtamm TSVO01) MuduumpoBanHex Mbimeii (6 wim 8 xKu-
BOTHBIX B TPYIINE) cpa3y ke 00pabaTeIBaIM COeAMHEHNEM ISl UCTIBITAHUS 110 MEHBIIEH Mepe B OJHOM WIH He-
CKOJIBKUX BBIOpaHHBIX J103aX MPH TIOMOIIH B/0, B/B WJIW II/K WHBEKIIMH WJIH TIEPOPATTLHOTO BBEIECHUS M HOCHTE-
JieM B KadecTBE KOHTPOJIS B TEUEHHE TPEX MOCIeAYIOMUX cyTok Ha 4 cyTku oOpa3isl KpoBH cOOHpaiy U orpe-
JIeISUTA BUPYCHBIE THTPHI C MPUMEHEHUEM aHan3a Osimek Moenb JeTalbHOCTH WHPEKINH JCHTe Y MBIIIeH
AG129 (c HemocTaTKOM pelenTopoB K o/f-uHTepdepony u y-unrepdepony), onucanHas y Tan et al (PLoS
Negl. Trop. Dis. 2010, 4(4) u Ann. Acad. Med. Singapore 2011,40 523-32) (BKJIIOUCHBI B HACTOSIIIEE OMMUCAHUE
MOCPEACTBOM CCBUIKH), CO3MIaBallk JJIsl OmNpeaeneHus in vivo agdexktuBHOCTH coeauHenns CPD-242. Camox
mbimeit AG129 (B&K Universal, UK) B Bo3pacte 7-9 Henenb cirydaiiHBIM 00pa3oM pasJelisuid Ha 3 TECTOBBIC
rpynnsl (n =4 wiam S B rpynme): | nHpUIMPOBaHHAS TPYyIIa, KOTOPas MoJTydala TOJIbKO HOCUTENb U 2 HHULIHU-
POBaHHBIC TPYIITBI, KOTOPEIC 00padaThIBANIK WIH TeCTOBBIM coeauHeHreM CPD-242 (60 mr/kr/cyTku, m/k, nBa
pasa B cyTkH, pactBopeHHbIM B 10% DMSO, 5% comorona B coneBom pactsope (0,9%)), Wim 3TaJoOHHBIM CO-
enunenueM Celgosivir (100 mr/kr/cytku; B/, n1Ba pa3a B cyTkd, pactBopeHHBIM B 0,9% NaCl). Msimeit mon-
KOJKHO HHOKYIHpoBatH B aeHb 0 1x107 6smkoo6pasyrommx eauuuil (6.0.¢.) He afaNTHPOBAHHOTO K MBIIIH
DENV-2 mrramma D2Y98P, BricoOKOMH(EKIIMOHHOTO mTamMa Jist Mblteid AG129, KOTOPBIH MPUBOIUT K TSXKE-
JoMy 3a00JIEBaHHIO U B pe3yNIbTaTe K CMEPTH B TeueHHUe 2 Hexenb. HGUIMPOBaHHBIX MEIIIEH ajee JBa pasa B
JIleHb B TeueHue 17 mocnemyromux cyTok obpabareiBanm HocuTeneM, Celgosivir mmu CPD-242. Kak Tonmpko y
MBIIIEH MPOSBISUIICH CUMITOMBI BBI3BAHHOTO BHPYCOM Iapajnya W/WiM OHHM Tepsutn >30% macchl Tena, ux
MOJBEpraiii dBTaHA3MH. Pe3ynpTaThl, MOJYYCHHBIE B 3TOM in Vivo 3KCIIEpUMEHTE, IPEACTaBICHH Ha QUType u
OHM YETKO TOKAa3bIBAIOT, YTO JieUeHHWEe WH(GUIIMPOBAHHBIX BUpycoM neHre Mbimeid AG129 mpu momomu CPD-
242 MpUBOIUT K OYEHb 3HAUWTENHLHOMY 3amemieHuio (p: 0,0017) BbI3bIBaecMOro BUpYcOM 3aboyieBaHUs (JI€HB
9BTaHA3MHU MTOKa3aH).
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¥ TJIe H300paskeHHBIE UKl MOTYT OBITh HEOOA3aTEILHO 3aMEICHBI OTHIM, ABYMS HIIA TpeMs Z'%;

R' BB6pan u3 Cs_7IUKIOATKHIA, APHIIA, TeTEPOIINKIIA;

u Tae ykazaHHBIH C;;IMKIOANKWI, apiil M TEeTePOUUKI HEe0OsS3aTeNbHO 3aMEIICHBl OJHUM, IBYMS WM
TpeMs z'":

R’ MIpeCTaBIsAeT COO0H BOIOPOI;

Kaxbiil Z'* He3aBHCHMO BBEIOpaH W3 TPYIIIBI, COCTOSIIEH U3 TajloreHa, THAPOKCHIIA, CYIbPTHAPHIIA, -07%,
-0-C(=0)Z°, =0, -SZ?, =S, -S(=0)Z?, -S(=0),Z°, -S(=0),NZ'Z°, tpudropmerokcu, Hutpo, -NZ'Z’
-NZ*S(=0),Z*, -NZ'C(=0)Z?, -NZ*C(=0)NZ'Z>, uuano, -C(=0)Z°, -C(=0)0Z?, -C(=0)NZ'Z’, -C(=O)H, rere-
poC_sanKma, apuia, TeTePOIHKIIA U TeTepOIHKII-C_¢aTKIIIa;

U TJI¢ YKa3aHHBIHA reTepoCi_¢alIKWI, apyil, TeTePOIUKI H reTepOIUKI-Ci_¢allKiI Heo0A3aTEIFHO 3aMEIICHBI
OJTHUM, JBYMS WJIHM TPEMs 3aMECTUTEISIMH, BRIOpAaHHBIMH U3 Tuapokcwmna, =0, ramorena, -SH, =S, tpudtopme-
twna, -OCF;, -O-C(O)Me, mwmano, Hutpo, -C(O)OH, -C(O)OC, ¢ankuna, -NH,, -NHCH;; -N(CHs),, -NH-
C(=0)0-C_janmkuna; -S(0),C;_sankmia u -O-C;_ankuna;

Kak/Ib1il Z'° He3aBHCHMO BBIOPAH M3 IPYIIIBI, COCTOSIIEH W3 raoreHa, THAPOKCHIA, CyIbpruapuna, -OZ%,
-0-C(=0)Z°, =0, -SZ?, =S, -S(=0)Z?, -S(=0),Z°, -S(=0),NZ*Z°, tpudropmeria, TpudTOPMETOKCH, HUTPO,
—NZ4ZS, -NZ4C(:O)NZ4ZS, LIMAHO, —C(:O)Z3, -C(=0)H, C,_¢amxuna, retepoC,_caJIKuiia, apuiia U TeTePOINKIIA;

u trae ykasanHeli Cjgankmi, retepoC) ¢alKuil, apiil U TeTEPOIMKI HEeoOsI3aTeTbHO 3aMEIICHBI OJHUM,
JIBYMSI WJIA TPEeMsI 3aMECTHTEIISIMH, BRIOpAaHHBIMY W3 THAPOKCHIIA, TamoreHa, -SH, =S, tpudropmernna, -OCF;,
-O-C(O)Me, mmano, Hutpo, -C(O)OH, -C(0O)OC,_sankuna, -NH,, -NHCHj3; -N(CHs),, -NH-C(=0)O-C,_jankuna;
-S(0),C,_4anxmna u -O-C_¢ankunia;

KaxKbIi Z° He3aBHCHMO BEIOpaH 3 C_galIKiIIa, ApHIIa ¥ TeTepOLMKIIa,

rae ykasaHHbI C|_gaJIKWJI, apiil U TETEPOLUKI HEOOS3aTeIbHO 3aMCIICHBI OJTHUM, ABYMS WIH TpeMs 3a-
MECTHUTEIISIMHU, BEIOpAaHHBEIMH W3 THIpokcwia, =0, ramorena, -SH, =S, tpudgropmeruna, mupropmermia, -O-C;.
cankmna, -OCF3, -S(=0),C,_4ankuna, nmuano, Hutpo, -C(=0)OH, -C(=0)0-C,_sankuna, -NH, u -N(CH3),, muppo-
JMUIUHAIA, TATICPUINHUIIA U TUNICPA3HHILIA,

KayK/IBIi Z° He3aBHCHMO BBIOPAH M3 THAPOKCHa, C|_¢alIKIIa, apiia ¥ TeTepOLHKIIa,

rae ykasaHHbBIH C| ¢alKuil, apii ¥ TeTepOUUKI HeoOS3aTeIbHO 3aMEIICHBl OJHUM, ABYMS W TpeMs 3a-
MeCTUTENSIMU, BBIOpaHHBIMU U3 C;_sankuna u -N(CHs),;

Kax b1l Z' i Z° HezaBHCHMO BBIOpaH U3 Bogopona, Cy.qankima, apuia, Cs.; EKI0ATKIIA H FeTepOLHKIIa;

nin 1-(1H-unmon-4-nm)-2-(3-MeTOKCHaHUITHHO )-2-(eHUIIA TAaHOH;

ik 1-(4-u30xuHOINI)-2-(3-METOKCHAHMIINHO )-2-()eHUIITAHOH;

wm 1-(1H-uanon-3-nn)-2-(3-metokcu-N-MeTHIaHUINHO)-2-pEeHUII TAaHOH;

win 3-[[2-(1H-urmon-3-mn)-2-okco- 1 -permmatun|amuno | -N, N-1uMe THI0eH3aM U I,

i 2-[2-pypunmernin(mernin)aMuHo |- 1 -(1 H-uanomn-3-wmn)-2-gpenuntaHos;

win N-[2-(1H-urnon-3-m1)-2-okco- 1 -permmtuin]-2-(aumetunaMuHo )-N-(3-MeTOKCH( SHILT )alle TAMH]T;

U €T0 CTEPEOU30MEPHI WIIM TAYTOMEPHI WX (hapMaIleBTHICCKH TPUEMIIEMBIC COJIH;

IJIc TEPMUH "TeTepoasTKui", UCIIOIB3YEMBIH 3/16Ch, OTHOCUTCS K alIMKITNYECKOMY AJIKHITY, B KOTOPOM OJIMH
WITA HECKOJIBKO aTOMOB YTIIEPOa 3aMEHEHBI aTOMOM KHCJIOPOAA, a30Ta WX CEPhI, IPH YCIOBHH, YTO yYKa3aHHAS
IIeTTh He MOXKET COAEPIKaTh IBYX coceTHMX aToMoB O WM IBYX COCEIHUX aTOMOB S;

rJie TepMUH "TeTeponrki" 03HavYaeT HACHIIECHHYIO, HEHACBIIEHHYIO I apOMATHYECKYIO KOJIBIIEBYIO CH-
cremy u3 3-18 aromoB, BKiItoUas 1mo Menbiieit mepe oqud N, O, S win P;

TepMuH "apwi" o3HadaeT apoOMaTHYECKHHA YIIIEBOJAOPOTHBIA paaukanl u3 6-20 aToMoB yrieponaa, odpa3o-
BaHHBIN YIaJCHUEM BOJOPOJA OT aTOMa YIIIepOAa UCXOMHOW apoOMaTUYeCKOM KOJBIIEBON CHCTEMBI, IIPH yCIIO-
BUH, 4TO coeuHeHue popmMyisl (B) camo no cebe He npeacrasiseT co0oit

3-(2-(1H-naon-3-min)-2-okco- 1 -pennmmTrnamuno )oensoncynsponamus (Homep CAS 1211427-21-2);

2-(3,4-nurunpo-2H-6en30[b][ 1,4]mrokcenun-7-mwiaMuso)-1-(1 H-urmon-3-uwn)-2-¢penmwmranon  (Ne CAS
1090733-87-1);

1-(1H-unnoa-3-mn)-2-pennn-2-(M-ronunaMuto )3TanoH (Homep CAS 1252467-88-1);

2-(4-3Tokcu-3-(ruapoxcumeTn)hennaamMmuHo )- 1 -(1 H-urmon-3-nn)-2-peHnm TanoH (HOMED CAS
1241127-58-1);

1-(1H-uan07-3 -11)-2-[(6-MeTOKCH-3-TTMpUAMHIN ) aMHHO |-2-peHmmTaHoH (Homep CAS 1181884-55-8);

1-(1H-uan0n-3-mm)-2-[(1-meTun- 1 H-mupazon-3-mr)amuno|-2-pernnstanon (Homep CAS 1134766-19-0);

2-[(3,5-mumeTtoxcudenmn)amuo |- 1-(1 H-uagomn-3-mn)-2-dpennmranon (Homep CAS 1030232-46-2);

1-(1H-urn00-3-11)-2-hennn-2-(pernnamuno )atanon (Homep CAS 1030214-83-5);

1-(1H-unnoa-3-mm)-2-[[6-(4-mopdonmunn)-3-nupuanHui |amuHo |-2-penuaatanon (Homep CAS 1030212-
41-9);

2-(3-(andpropmerokcu)-4-meTokcupeHnIaMuno)- 1 -(1 H-unnon-3-um)-2-penmnmraHon (HOMED CAS
1015662-06-2);

1-(1H-unnon-3-un)-2-pennn-2-[(3,4,5-rpumerokcudernin)amuHo |atanoH (Homep CAS 1014535-82-0);

2-[(4-dpropdennn)amuno]-1-(1H-nnnomn-3-mn)-2-pernnstanon (Homep CAS 1014493-63-0);

2-[(4-3Tokcu-3-metokcudennn)amuHo |- 1 -(1 H-urmon-3-nm)-2-pernnytranon (Homep CAS 1014422-80-0);

1-[4-[[2-(1H-uHm07-3-1111)-2-0KCO- | -heHnmI THI |aMuHO |-2-MeTokcuderm |-2-tupponuanaoH (Homep CAS
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1011119-79-1);

2-[(1-ameTun-2,3-muruapo- 1 H-unnon-5-un)amuno]-1-(1H-urnon-3-mn)-2-permwmranon  (momep  CAS
949443-90-7);

1-(1H-uan00-3 -11)-2-hbennn-2-[ (1 -nponun-4-numnepuauHi)aMuHo |3 TanoH (Homep CAS 941047-24-1);

2-(mukoneHTuIaMuHO )- 1 -(1 H-unmon-3-un)-2-permmytanon (Homep CAS 931079-25-3);

1-(1H-urn00-3-11)-2-[(4-MeTrnd ennn)amMmuuo | -2-pernmtanon (Homep CAS 931016-79-4);

2-(muknonponmiaamMuHo)- 1 -(1 H-uagon-3-mn)-2-penmmranon (Homep CAS 931000-99-6);

2-[(3,4-murunpo-2H-1-6en3otnonupan-4-mn)amuHo |- 1-(1H-uagon-3-mn)-2-penmmranon  (Homep CAS
924713-60-0);

2-[(3,4-aumerokcudennin)amuHo |- 1 -(1H-unnomn-3-mn)-2-¢pernnstanon (Homep CAS 924712-67-4);

2-3T0oKCH-5-[[2-(1 H-namon-3-mi)-2-okco-1 -pennmatiin |amuno |-N,N-gumerunoensoncynsponamuy — (Ho-
mep CAS 920883-17-6);

6-[[2-(1H-urm00-3-11)-2-0KCO- 1 -permmaTin |amuno | -2-metmi-2H-1,4-6en30kcasun-3(4H)-on (Ne CAS
920834-07-7);

2-[(3,4-murunpo-2H-1-6en3onmupan-4-min)amMuso |- 1 -(1 H-uamon-3-mm)-2-heHnnsTanoH (HOMED CAS
920819-87-0);

4-[[2-(1H-unmon-3-mm)-2-okco- 1 -pernmytun |amuno |6en3onarnetonuTpui (Homep CAS 920669-36-9);

1-(1H-uan00-3-11)-2-[(4-MeTokcudenm)aMmuHo |-2-dpernmmranon (Homep CAS 920601-77-0);

1-(1H-uan00-3-mm)-2-pennn-2-(1,1-quokcoreTparuapornodeH-3-miaMmuno )3tanon (Homep CAS 878619-
92-2);

2-[[3-(rumpoxcumerin)derm |amuHo |- 1-(1 H-unmon-3-mn)-2-permntanon (Homep CAS 875166-36-2);

2-[(2,3-murunpo-1,4-6en301uokcuH-6-11)aMuHO |- 1-(1 H-unnon-3-mn)-2-permmranon . (Homep  CAS
874669-99-5);

1-(1H-unnoma-3-mm)-2-(MopdonmmHo(peHrnT)MeTHIIaMIHO )-2 - eHIUIIITAHOH;

2-(4-(anmeTnnamuHo)6eH3unaMuHO)- 1 -(1H-unn0m1-3-mim)-2-heHnnaTaHoH;

1-(1H-uan00-3 -11)-2-(2-METOKCHOCH3 MITaMUHO ) -2 -(D eHUIID TAHOH;

1-(1H-uan00-3 -11)-2-(3-METOKCHOCH3 MITaMUHO ) -2 -(D eHUIII TAHOH;

2-(2-(mumeTrmaMuHO)- 1 -heHnm THIaMuHO )- 1 -(1 H-uHmo-3-1n)-2- e Hum TaHoH;

2-(3,4-mumeTtoxcudendTrnaMmuno)- 1 -(1 H-uaaon-3-mr)-2-¢heHnmTaHoH;

1-(1H-uan00-3 -11)-2-(1-(2-MeTOKCU(PEHIIT)ITHIAMUHO ) -2 - (e HUITI TAHOH;

1-(1H-uan07-3 -11)-2-(4-METOKCHOCH3 MITAMHUHO ) -2 -(D eHUIID TAHOH;

2-(6enzunamuno)- 1 -(1 H-unnon-3-um)-2-pennnstaHos;

2-[4-[[2-(1H-urp00-3-101)-2-0KCO- | -permmaTin |amuno | perrmn|-N,N-muMe Triane TaMmu,;

4-[[2-(1H-mHmon-3-1m11)-2-0KC0- | -heHmmI TIII |[aMuHO |- 1, 5-muMe TrIn-2-(h eHIITTUPa30Ji-3-0H;

(25)-2-(1,3-6en30a110KCON-5-MaMuHO)- 1 -(1 H-unno:m-3-1mn)-2-gpeHnn raHoH;

(25)-2-(2,3-guruapo-1,4-6en30auokcuH-6-nnamuHo)- 1 -(1 H-nanon-3-mm)-2-heHnnstanoH;

(2S)-2-anununo-1-(1H-nnnomn-3-m)-2-heHnnsTaHoH;

(2S)-1-(1H-unm07-3-111)-2-(3-METHIaHWITHHO )-2 - S HIIID TAHOH;

(2S)-1-(1H-unm07-3-11)-2-(3-METOKCHAHUITNHO )-2 - €HUIII TAHOH;

(2S)-1-(1H-unm07-3-111)-2-(4-METHIAaHWIHHO )-2 - S HIII TAHOH;

(2S)-1-(1H-unm07-3-111)-2-(4-METOKCHAHUITNHO )-2 - €HUIII TAHOH;

metin-4-[[(1S)-2-(1H-unm0ma-3-m)-2-0kco- 1 -peHnma T JamuHo |6eH304aT;

(25)-1-(1H-unnon-3-un)-2-pennn-2-(3,4,5-TpUME TOKCHAHUITMHO )3 TAHOH;

(25)-2-(4-3TOKCH-3-MeTOKCHaHWINHO)- 1 -(1 H-ur0m-3-101)-2-peHnnaraHoH;

2-[4-[[(1S)-2-(1H-nam0n-3-11)-2-0KCO0- | -(heHMIATHI |aMHHO | ()eHIIT |aLlE TOHU TPHIT;

(25)-2-(4-dropanunmno)-1-(1H-uanon-3-nmn)-2-peHNIITaHOH;

(2R)-2-[(1-ameTun-2,3-quruaponsaoi-5-mi)amuHo |- 1 -(1 H-unpomn-3-mn)-2-peHnniTaHos;

(25)-2-(3,4-nuruapo-2H-1,5-6en301u0kcenuH-7-unamMuHo)- 1 -(1 H-nanom-3-mn)-2-peHnnsTaHoH;

(2R)-2-(4-dbropannnmno)- 1-(1 H-unmon-3-un)-2-peHuII TaHOH;

3,4-nmurunpo-6-[[2-(1H-unnoma-3-mm)-2-okco- 1 -bernmytun Jamuno |-2( 1 H)-xuHommHoH (HOMED CAS
1277962-26-1);

2-[(3-(rumpokcumeTtnin)-4-mMeTokcrpenni)aMuto |- 1 -(1 H-uamomn-3 -m)-2-heHnI3 TaHoH;

2-(1,3-6en30110KCON-5-mnaMuHo)- 1 -(1 H-urmomn-3-m)-2-heHnI3TaHoH; WITH
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IJIC BOJIHUCTAS JIMHUS (~) O3HAYAaET TOYKY MPUCOCIMHCHUS K aTOMy yriepoja OcHOBHOH (Gopmyisl (B) u
r/ie N300paKCHHBIC ITUKIIBI SIBIITIOTCS HE3aMEIICHHBIMU;

R! BbIOpaH u3 C;_,ITUKI0ATKWI, apiiia, TeTEPOITUKIIA,;

u Tae ykazaHHBIH C;;IHKIOANKWI, apiil M TEeTePOUUKI HEe0OsS3aTeNbHO 3aMEUICHBl OJHUM, IBYMS WIIH
TpeMs z'";

R’ MIPEeCTaBIsAET COO0H BOIOPOI;

KaxKbli Z' He3aBHCHMO BBIOpaH M3 TPYMIBI, COCTOAIIEH U3 TaJloTeHa, THAPOKCUIIA, CYIb(THIPHIA, -07%,
-0-C(=0)Z°, =0, -SZ?, =S, -S(=0)Z?, -S(=0),Z°, -S(=0),NZ*Z°, tpudropmeruia, TpudTOPMETOKCH, HHTPO,
NZ'Z’, -NZ'S(=0),Z°, -NZ'C(=0)Z*, -NZ'C(=0)0Z’, -NZ'C(=0)NZ'Z’, mmano, -C(=0)Z°, -C(=0)0Z>,
—C(:O)NZ4ZS, -C(=0)H, C,.¢ankmna, rerepoC;_¢alIKuiIa, apuiia, reTepoIuKiIa U reTepouuki-C_salkuia;

u tae ykazaHHbIH Ci_ganmkmi, TeTepoC_¢aIKWI, apuil, TETSPOIMKI U reTeponuki-C ¢ aIKII He0OSI3aTeIBHO
3aMEIICHBI OJHUM, ABYMS WJIH TPEeMs 3aMECTHTEISIMH, BEIOpaHHBIMU U3 ruapokcwia, =0, ramorena, -SH, =S,
tpudropmeruna, -OCF3, -O-C(O)Me, muano, mutpo, -C(O)OH, -C(O)OC, ¢ankuna, -NH,, -NHCH;; -N(CHj),,
-NH-C(=0)0-C;_jankuna; -S(0),C;_sankuna u -O-C;_¢ankuia;

kaxpiii Z'° HesaBHCHMO BBIOpAH M3 TPYIIIbI, COCTOSIIEH U3 TajloreHa, THAPOKCHIIA, CYIbPTHAPHIIA, -07%,
-0-C(=0)Z°, =0, -SZ?, =S, -S(=0)Z?, -S(=0),Z°, -S(=0),NZ*Z°, tpudropmerina, TpudTOPMETOKCH, HHTPO,
NZ'Z’, -NZ'C(=0)NZ'Z’, unano, -C(=0)Z’, -C(=0)0Z?, -C(=0)H, C,.¢anknna, rerepoC, ¢aIKHIa, apuia u
TeTEePOINKIIA;

u tre ykasauHeli Cjgankmi, retepoC) ¢alKuil, apiil U TETEPOIMKI HEeoOsI3aTeIbHO 3aMEIICHBI OJHUM,
JIBYMSI WJIA TPEeMsI 3aMECTHTEIISIMH, BRIOpAaHHBIMY W3 THAPOKCHIIA, TamoreHa, -SH, =S, tpudropmernna, -OCF;,
-O-C(O)Me, tmano, mutpo, -C(O)OH, -C(0)OC, ¢ankmna, -NH,, -NHCHj;; -N(CHj3;),, -NH-C(=0)O-C,_jankuna;
-S(0),C, 4ankuna u -O-C;_sanmkuna;

KaKbIi Z° He3aBHCHMO BEIOpaH n3 C_galIKWIIa, ApHIIa, TeTEPOLMKIA i reTepoiuki-C g aTKuia;

rie ykazaHHbIN C_gaJIKII, apuil, TETEPOLUKIT U TeTepOIKI-C  ¢a KUl Heo0sA3aTeIEHO 3aMCIICHBI OTHUM,
JIBYMS FUTH TPEMs 3aMECTHUTEIISIMH, BRIOPAHHBIMH U3 THIpOoKcuna, =0, ranorena, -SH, =S, tpudropmernia, mu-
¢dropmernna, -O-C,¢amkmna, -OCF;, -S(=0),C, ankumna, mmano, Hutpo, -C(=0)OH, -C(=0)0-C,jankmia,
-NH, u -N(CHs),, muppouauHmIa, TUNEPUINHIIIA U TAIIePa3nHIIIA;

KXl Z~ He3aBUCHMO BBIOpaH W3 THApPOKCHIa, Ci_¢alIKuia, apyuia U TeTepOoLnKIIa;

mpudeM yka3aHHbBIH C_¢aJIKHUI, apuil U TeTePOIHKI HEOOS3aTeNbHO 3aMEeIICHBl OJHUM, ABYMS HIIH TPEeMs
3aMeCcTHTENSIMH, BeIOpaHHbIME U3 C|_ganmkumna u -N(CHj3),;

Kaxb1il Z' i Z° He3aBHCHMO BBIOpaH U3 BoAopona, Cy.qankima, apuia, Cs.; EKI0ATKIIA H FeTepOLHKIa;

wm 1-(1H-uanon-3-nm)-2-(3-metokcu-N-MeTHIaHUINHO)-2 - EeHUII TAaHOH;

win 3-[[2-(1H-urmon-3-mun)-2-okco- 1 -permmatin|amuno | -N, N-1uMe THI0eH3aM U I,

wn 2-[2-pypunmernin(mermin)aMuHo |- 1 -(1 H-uanomn-3-wmn)-2-gpenuntaHos;

win N-[2-(1H-urnon-3-m1)-2-okco- 1 -permmtuin]-2-(aumetunaMuHo )-N-(3-MeTOKCH() SHILT )alle TAMH]T;

U €T0 CTEPEOU30MEPHI WIIM TAYTOMEPHI WX (hapMaIleBTHICCKH TPUEMIIEMBIC COJIH;

IJIc TPMUH "TeTepoasTKui", UCIIOIB3YEMBIH 3/16Ch, OTHOCUTCS K allUKITNYECKOMY AJIKITY, B KOTOPOM OJIMH
WITA HECKOJIBKO aTOMOB YTIIEPOa 3aMEHEHBI aTOMOM KHCJIOPOAA, a30Ta WX CEPhI, IPH YCIOBHH, YTO yYKa3aHHAS
IIeTTh HE MOXKET COAEPIKaTh IBYX coceTHUX aToMoB O K IBYX COCETHUX aTOMOB S,

rJie TepMUH "TeTeponrki" 03Ha4YaeT HACHIICHHYI0, HEHACBHIIEHHYIO I apOMATHYECKYIO KOJIBIIEBYIO CH-
cremy u3 3-18 aromoB, BKiItoUas 1mo Menbiieit mepe oqud N, O, S win P;

TepMuH "apwi" o3HadaeT apoOMaTHYECKHHA YIIIEBOJAOPOIHBIA paaukanl u3 6-20 aToMoB yrieponaa, odpa3o-
BaHHBIN yIaJCHUEM BOJOPOIa OT aTOMa YTepo/ia HCXOAHOH apOMaTHYSCKON KOJBIICBON CHCTEMEI,

TIPU YCIIOBUH, 4TO coenuHenue ¢popmyisl (B) camo no cebe He mpezncrasisieT co6oi

N-(5-(2-(7-atmn-1H-nnnomn-3-mi)-2-0kco- 1 - e HUII THIIAMHHO ) -2 -METOKCU(EHUIT )METaHCYIb () OHAMHU T,

3-(2-(1H-naon-3-mi)-2-0kco- 1 -heHNIP THITIAMUHO ) 0 H30JICY b OHAMHLT,;

2-(3,4-nqurunpo-2H-6en30[b][ 1,4]mrokcenun-7-miaMuHo)- 1 -(1 H-urmom-3-1m1)-2 - eHIII TaHOH;

1-(7-3tun-1H-ungon-3-um)-2-[(1-metnn-1 H-nmpazon-3-min)aMuHo | -2 -(heHMIIITaHOH;

1-(7-3tun-1H-uagon-3-mn)-2-bennn-2-[(3,4,5-TpuMeTOKCHU (D EHIIT)aMUHO | S TAaHOH;
2-[(1-aneTmn-2,3-nurunpo- 1 H-uanon-5-wn)amuno]-1-(7-3tun- 1 H-uapomn-3-mm)-2-heHna3TaHoH,
3,4-nmurunpo-6-[[2-(1H-unnoma-3-mm)-2-okco- 1 -pernmytun Jamuno |-2(1 H)-xuHoIHMHOH;

1-(1H-urp01-3 -11)-2-(heHN -2 -(M-TOJTUITAMHIHO ) 3TAHOH;

2-(4-3ToKCcHu-3-(ruapokcuMeTn)heHnaamMuHo )- 1 -(1 H-uamo-3-un)-2-GeHrmm TaHo H;

2-[(1-aneTmn-4-nunepunuani )aMuHO |- 1 -(1 H-uamon-3-mn)-2-peHnniTaHoH;

1-(1H-unn0a-3-m)-2-[ (6-MeToKCH-3-ITUPUIMHIIT )aMHUHO |-2-(D eHUIII TAHOH;

1-(1H-uap0n-3-mm)-2-[(1-meTun- 1 H-nupazomn-3-min)aMuHo |-2-heHUIII TaHOH;

2-[(3,5-aumerokcudennit)amuHo |- 1-(1H-nanoma-3-mn)-2-heHnnsTanoH;
1-(1H-unnoa-3-mn)-2-pernn-2-((heHnIaMiuHo )3TaHOH;

1-(1H-unnoma-3-mn)-2-[[ 6-(4-MopdonHuI)-3 -TUPUANHII | aMUHO |-2 - eHIIIP TaHOH;

2-(3-(audpropmeTokcu)-4-meTokcupennnaMuno)- 1 -(1 H-unnon-3-un)-2-penunstaHon;

1-(1H-uan00-3-m1)-2-hennn-2-[(3,4,5-TpuMeToKCHEHUIT )aMUHO |9 TaHOH;

2-[(4-dbropdennn)amuno |-1-(1 H-urmon-3-nm)-2-GeHnni TaHoH;
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2-[(4-3TOKCH-3-MeTOKCU(peHIT)aMUHO |- 1 -(1 H-unmomn-3-wmn)-2-heHIIITaHOH;
1-[4-[[2-(1H-urp00-3-11)-2-0KCO- | -peHIITITIIT |aMHHO | -2 -MeTOKCU B eHII | -2 -upponuaiuHoH (Homep CAS
1011119-79-1);
2-[(1-aneTmn-2,3-nurunpo- 1 H-uanon-5-mwr)amuno |- 1-(1 H-uagomn-3-wmr)-2-heHnm TaHoH;
1-(1H-uan00-3-11)-2-hernn-2-[ (1 -nmponun-4-numnepu IinHIIT )JaMUHO | TAaHOH;
2-(mukoneHTuiIaMuHO )- 1 -(1 H-unmon-3-un)-2-peHnm TanoH;
1-(1H-urn00-3 -11)-2-[ (4-MeTrnd eHnT )aMruHO | -2-(heHUIII TAHOH;
2-(muknonponmiaMuHo)- 1 -(1 H-uaa0m-3-1m1)-2-heHMITaHOH;
2-[(3,4-aurunpo-2H-1-6en3otnonupan-4-ui)amuno |- 1 -(1 H-namomn-3-mn)-2-peHnnsTanoH;
2-[(3,4-aumerokcudennin)amuHo |- 1-(1H-nanoma-3-mn)-2-heHnnITaHoH;
2-3T0KCu-5-[[2-(1H-urm071-3-1m1)-2-0KCc0- 1 -permm T |amuHo |-N,N-tuMe THI0e H30JIC Y Th ()OHAMIT;
6-[[2-(1H-urm0n-3-11)-2-0kco- 1 -permmatun|amuno | -2-metwi-2H-1,4-6en3o0kcasun-3(4H)-oH;
2-[(3,4-aurunpo-2H-1-6en3onupan-4-un)amuno]-1-(1 H-ungon-3-un)-2-peHmnsraHon;
4-[[2-(1H-uHmo0n-3-1111)-2-0KCO0- | - eHIITITHIT |aMIHO | OCH30JIaIIe TOHU TP,
1-(1H-uap0-3 -11)-2-[ (4-MeTOKCU(ESHIIT)aMUHO |-2 - eHUITITAHOH;
1-(1H-uan0n-3-mm)-2-pennn-2-(1,1 -quokcoTeTparuaApoTro heH-3-MIaMUHO )ITAaHOH;
2-[[3-(rumpoxcumetwin)pernn |amuHo |- 1 -(1 H-urmon-3-nn)-2-peHnni TanoH;
2-[(2,3-murunpo-1,4-6eH30 1noKCHH-6-11)aMuHO |- 1 -(1 H-uam0:1-3-10)-2- e Hrm TaHoH;
1-(1H-urn01-3 -11)-2-(Mopdhommuo(peHIIT ) MeTHIIAMUHO ) -2 - (D eHUIII TAHOH;
N-[5-[[2-(7-5Tun-1H-unm0m-3-1m)-2-0Kkc0o- | -heHMI THII [aMUHO | -2 -Me TUIID € HIIT [METAaHC YT () OHAMHT;
N-[5-[[2-(1H-unm01-3-11)-2-0KCO- | ~-DEHUITATIIT |aMUHO |-2-METOKCH(DEHIIT [METaHC Y Tb(OHAMILT;
2-[4-[[2-(1H-urp00-3-11)-2-0KCO- | -permmaTmn |amuno | perwmn|-N,N-tuMe Triane taMmu,;
4-[[2-(7-31an-1H-ungon-3-mm)-2-okco- 1 -heHmmTrn |aMuHO |- 1,5-mumMe Trin-2 - eHUIIupaso-3-0H;
4-[[2-(1H-uHmon-3-1m1)-2-0KC0- | -heHmmI T |aMuHO |- 1, 5-muMe TrIT-2-(h eHIITTHPa30Ji-3-0H;
(25)-2-(1,3-6en301110KCON-5-MaMuHO)- 1 -(1 H-unn0:m-3-1m)-2-peHnn raHoH;
(25)-2-(2,3-murunpo-1,4-6eH301MO0KCHH-6-1IaMUHO )- 1 -(1 H-unmon-3-un)-2-peHnnm TanoH;
(2S)-2-anmnmuno- 1 -(1H-uamomn-3-un)-2-peHumI TaHoH;
(2S)-1-(1H-unm07-3-111)-2-(3-METHIaHWITHHO )-2 - S HIIII TAHOH;
(2S)-1-(1H-unm0m1-3-1m1)-2-(3-METOKCHaHUITNHO )-2 - €HUIII TAHOH;
(2S)-1-(1H-unm07-3-111)-2-(4-METHIAaHWITHHO )-2 - SHIIII TAHOH;
(2S)-1-(1H-unm0m1-3-111)-2-(4-METOKCHAHUITNHO )-2 - €HUII TAHOH;
MeTmi-4-[[(1S)-2-(1H-urmomn-3-m)-2-0Kkco- 1 -peHITI THIT |aMIHO | OCH304T;
(2S)-1-(1H-unnon-3-un)-2-pennn-2-(3,4,5-TpUME TOKCHAHUITHO )3 TAHOH;
(25)-2-(4-3TOKCH-3-MeTOKCUaHWINHO)- 1 -(1 H-uHn0m-3-101)-2-peHunaraHoH;
2-[4-[[(1S)-2-(1H-numon-3-1)-2-0KC0- 1 -heHMIITHI |aMHHO | () HIIT |aLle TOHU TPIIT;
(25)-2-(4-dropanunmno)-1-(1H-nanon-3-nmn)-2-peHNITaHOH;
(2R)-2-[(1-ameTun-2,3-quruaponsaoi-5-mi)amuHo |- 1 -(1 H-unpomn-3-mn)-2-peHnnITaHos;
(2S)-1-(7-otun-1H-unnomn-3-mn)-2-peamn-2-(3,4,5-TpuMETOKCHAaHIIIMHO ) 3 TAaHOH;
(25)-2-(3,4-murunpo-2H-1,5-6eH30 1nokcenuH-7-unamMuHo )- 1 -(1 H-unmon-3-umn)-2-peHmmI TaHoH;
N-[4-[[(1R)-2-(7-3THn-1H-unm071-3-11)-2-0KCO- | - eHUII THII |aMHHO | eHIIT | D TAHCYTb(POHAMUT;
5-[[(1R)-2-(7-3THn-1H-unm0m1-3-11)-2-0kc0- | -hennmatui|amuno |-3H-1,3-6eH30KCca301-2-0H
(2R)-2-(4-dbropannnmno)- 1-(1 H-unmon-3-un)-2-peHuII TaHOH;
N-[5-[[(1R)-2-(7-3Tn-1H-una0:m1-3-m1)-2-0kco- 1 -heHUIITII |aMUHO |-2-Me TOKCH () SHIIT | ME TAHC Y Th (PO~
HAMU]T;
3,4-murunpo-6-[[2-(1H-urnon-3-mn)-2-okco- 1 -permmatun Jamuno |-2(1H)-xuHONMMHOH (HOMEp CAS
1277962-26-1);
2-[(3-(runpoxcumerni)-4-metokcupernia)aMuHo |- 1 -(1 H-nunomn-3-mm)-2-peHnnsTanoH;
2-(1,3-6eH301M0KCON-5-m1aMuHO)- 1 -(1 H-unmoin-3-un)-2-peHnnsTanos;
1-(7-3tun-1H-uanon-3-mm)-2-[ 3-(ruapoKkCUMe T ) AHUITHHO |-2 - €HUITITAHOH;
1-(7-3tun-1H-uanon-3-mm)-2-[ 3-(ruapokcuMeTn ) -4-Me TOKCHaHWITHHO | -2- (e HIIID TAHOH;
Et Q H

3. Coenunenue dpopmyisl (B)

-172 -



040588

. (2

AR
X,(—X\Xg, X\ N
L
T, o,
P ®)
rae pparMeHT
%
N ‘\xs‘/' \
l Lo
X% Xy a2 X
\txsj: \(‘x3jq/
BBIOpaH U3
b, b ;
Co O o
Y N CD
H 2 bl
T “, “d, . 4

@&@@@3

TJIe BOJHUCTAS JINHUSA (~) 03HAYAET TOUKY MPUCOECANHEHNS K KapOOHMITy 0CHOBHOH (hopmysl (B); nmpuuem
yKa3aHHBIH GParMeHT 3aMelleH OIHIM HiH AByMs Z';
nuki B BeIOpan u3
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TJie BOJHUCTAS JTUHUS () O3HAYAET TOUKY MPUCOSAMHEHHS K aTOMY yTiiepoaa ocCHOBHOH (opmynsl (B) u
rae 0003HaYECHHBIE [IUKIIBI 3aMEIEHBI OJJHUM, IBYMsI WK TpeMs Z °;

R' BBiGpan u3 Cs 7IIUKIOATKHIA, APHIIA, TeTEPOIINKIIA;

u rjie ykaszaHHbiid Cs 7 IIUKIOANKII, apHI U TeTEPOLMKII SIBIISIFOTCS HE3aMEIIEHHBIMU;

R’ npezcrasisier coboii BOIOPOL;

KaxKIbli Z' He3aBHCHMO BHIOPAH M3 IPYIIIBI, COCTOSIICH 3 raloreHa, THAPOKCHIA, cyibriapuna, -OZ%,
-0-C(=0)Z°, =0, -SZ°, =S, -S(=0)Z°, -S(=0),Z’, -S(=0),NZ*Z’, tpuropmerina, TpuhTOPMETOKCH, HHTPO,
NZ'Z’, -NZ'S(=0),Z%, -NZ'C(=0)Z*, -NZ'C(=0)-0Z>, -NZ'C(=0)NZ'Z’, mmano, -C(=0)Z’, -C(=0)0Z?,
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—C(:O)NZ4ZS, -C(=0)H, C,.¢ankmna, rerepoC;_calKuiIa, apuiia, reTepoIuKiIa U reTepouuki-C_salkuia;

u tae ykazaHHbIH Ci_qanmkmt, TeTepoC | ¢aIKWI, apuil, TETSPOIMKI U reTeponuki-C ¢ aIKII He0OSI3aTeIBHO
3aMeIleHbl OHUM, IBYMS WIA TPEMs 3aMECTHTEIISIMHU, BRIOpAaHHBIMHU U3 THapokcuna, = O, rajorena, -SH, =S,
tpudTopmeTmia, -OCF;, -O-C(O)Me, mmano, autpo, -C(O)OH, -C(O)OC, sankmna, -NH,, -NHCHj3;; -N(CHs),,
-NH-C(=0)0O-C,_jankuna; -S(0),C,4 ankumna u -O-C|_¢ankuna;

Kaxbiii Z'* He3aBHCHMO BBEIOpaH W3 TPYIIIBI, COCTOSIIEH U3 TajoreHa, THAPOKCHIIA, CYIbPTUAPHIIA, -07%,
-0-C(=0)Z°, =0, -SZ?, =S, -S(=0)Z?, -S(=0),Z°, -S(=0),NZ'Z°, tpudropmerokcu, Hutpo, -NZ'Z’
NZ'S(=0),Z*, -NZ'C(=0)Z*, -NZ'C(=0)-0Z?, -NZ'C(=0)NZ'Z’, mumano, -C(=0)Z’, -C(=0)0Z%
—C(:O)NZ4ZS, -C(=0)H, C,.¢ankmna, rerepoC;_¢alIKuiIa, apuiia, reTepoLuKiIa U reTepouuki-C_salkuia;

U tae ykazaHHbIH Ci_qanmkmt, TeTepoC|_¢aIKWI, apuil, TETEPOIMKI U reTeponuki-C ¢ aIKII He0OSI3aTeIBHO
3aMEIICHBI OJHUM, ABYMS WJIH TPEeMs 3aMECTHTEISIMH, BEIOpaHHBIMU U3 ruapokcmia, =0, ramorena, -SH, =S,
tpudropmeruna, -OCF3, -O-C(O)Me, muano, mutpo, -C(O)OH, -C(O)OC, ¢ankuna, -NH,, -NHCH;; -N(CHj),,
-NH-C(=0)0-C,_jankuna; -S(0),C;_4 sankuna u -O-C;_sankuna;

KaxKbli Z° He3aBHCHMO BEIOpaH n3 C_galIKWIIa, ApHIIa, TeTePOLMKIIA i reTepoiuki-C g aTKuia;

rae yka3zaHHbl C_¢aJIKWII, apyil, TETEPOIUKIT U TeTepOInKI-C _caJIKIIT HEOOs3aTEIbHO 3aMEIIEeHbI OJTHUM,
JIBYMSI WJTH TPEMsI 3aMECTHUTEIISIMH, BEIOpaHHBIMU U3 TuApokcwia, =0, ramorena, -SH, =S, tpudropmernna, au-
¢dropmernna, -O-C,¢amkmna, -OCF;, -S(=0),C, ankumna, mmano, Hutpo, -C(=0)OH, -C(=0)0O-C,jankmia,
-NH, u -N(CHs),, muppouauHmIa, TUNIEPUINHIIIA U TATIePa3nHIIIA;

KayKJ[bIi Z° He3aBHCHUMO BBIOpaH u3 rumpokcria, C ¢alKiiia, apiiia i TeTePOLHKIA,

rae ykasaHHbll Ci¢aIKWI, apiil U TETePOIMKI HEOOs3aTEIbHO 3aMEeIeHbl OJHUM, IBYMS WIIM TPEeMs 3a-
MecTUTeNsIMU, BEIOpaHHBIME U3 C;_¢ankuna u -N(CHj),;

kaxpiit Z' i Z° HesaBucuMo BbIGpaH u3 Bogopona, Cyeankua, apuia, Cs 7 IHKI0ATKHIA ¥ TeTEPOIHKIIA;

wn 1-(uanonmH-1-mn)-2-((3-MeTokcnpeHnT) aMUHO)-2-PEeHUIIITAHOH;

U €T0 CTEPEOU30MEPHI WIIA TAYTOMEPHI WIIH (hapMaIlCBTHICCKH TPUEMIIEMBIC COJIH;

IJIc TEPMUH "TeTepoasTKui", UCIIOIB3YEMBIH 3/16Ch, OTHOCUTCS K alIMKITMYECKOMY QJIKHITY, B KOTOPOM OJIMH
WM HECKOJILKO aTOMOB YTJIEpo/ia 3aMEHEHBI aTOMOM KHUCJIOPOa, a30Ta WK CEPhI, PH YCIOBUH, UYTO yYKa3zaHHAs
IeNb He MOXKET COIEePIKaTh BYX COCeTHUX aToMOB O WIJIM IBYX COCETHUX aTOMOB S;

rJie TepMUH "TeTeponrki" 03HavYaeT HACHIICHHYI0, HEHACBHIIEHHYIO I apOMATHYECKYIO KOJIBIIEBYIO CH-
cremy u3 3-18 aromoB, BKiItoUas 1mo Menbiieit mepe oqud N, O, S win P;

TepMuH "apwi" o3HadaeT apoOMaTHYECKHHA YTIIEBOJOPOTHBIA paaukanl u3 6-20 aToMoB yrieponaa, odpa3o-
BaHHBIN yAAJICHHEM BOJOPO/Ia OT aTOMa YIJiepoja UCXOJHOW apoMaTHYECKON KOJIBLIEBOW CHUCTEMBI.

4. Coequnenue 1o 1.1,

rae Kaxupli Z'* He3aBMCHMO BBIOPAH M3 IPYIIBI, COCTOSIIEH M3 rajoreHa, ruapokcuma, -OZ°, -O-
C(=0)Z°, =0, -S(=0),Z°, -S(=0),NZ'Z’, tpudropmerokcu, -NZ*Z>, -NZ*'C(=0)Z*, -NZ'C(=0)-0Z?, umano,
—C(:O)Z3, -C(:O)OZZ, -C(=0)NZ'Z’, retepoC_caJIKuiia, apuia, TeTepoLMKIIa U TeTepoUuki-C _calIKuia;

U TJIe YKa3aHHBII apiil U TeTePOLUKI HeOOsI3aTeIbHO 3aMEIICHBI OJTHIM, IBYMsSI WJIM TPEMs 3aMECTUTEIS-
MU, BBIOpaHHBIMU U3 ruapokcmia, =0, -O-C(O)Me, muano, -C(O)OH, -C(O)OC, ¢ankuna, -NH,, -NHCH;;
-N(CHs;),, -NH-C(=0)0O-C_jankuna; -S(0),C,_sankuna u -O-C_gankuna;

kaxerii Z'® He3aBHCHMO BBIGPAH M3 TPYIIIBL, COCTOSIIEH M3 TaloreHa, ruapokcuna, -0OZ°, -0-C(=0)Z°,
=0, -S(:O)ZZ3 R -S(:O)ZNZ“Z5 , TpuTopMeTHIIA, TPUPTOPMETOKCH, NZ'7° , IMaHoO, -C(:O)Z3, C|_¢alIKumIa, reTe-
poC|_salTkuma, apuiia ¥ TeTePOIINKIIA;

U rae yka3zaHHblid C_¢aJIKHJI, apyil U TETEPOITUKI Heo0s3aTeTbHO 3aMEIICHBI OJHUM, TBYMS MM TPpEeMs 3a-
MECTHUTEIISIMHU, BBIOpaHHBIMH 13 Tuapokcmna, -O-C(O)Me, mwmano, -C(O)OH, -C(O)OC,gankmna, -NH,,
-NHCHj3;; -N(CH3),, -NH-C(=0)0-C_jankuna; -S(0),C;_sankuna u -O-C;_saiKuna;

KasKIIblil Z* He3aBUCHMO BbIOpaH U3 C|_¢aJKuiia u apuia,

rae ykasaHHbI C| ¢QJIKHI ¥ apiil HEOOS3aTeIbHO 3aMCIICHBI OJTHHM, ABYMS WA TPEMs 3aMECTUTCIISIMU,
BBIODAaHHBIMH W3 THIPOKCHIA, ramoreHa, aupropmermia, -O-Cigankuna, -S(=0),Csankuna, -C(=0)OH,
-C(=0)0-C,_sankuna, -NH, u -N(CH3),, muppouANHWIIA, TUIICPUIMHIIA U ITHIICPAa3HHIIIA;

KaK/bIi Z° He3aBHCHUMO BEIOPaH 13 ruapokcnia, Cy alkiia i TeTepoLHKIIa,

rae ykazaHHbll C|_¢alIKUI U TETEPOIMKIT He00A3aTeIbHO 3aMENICHbI OJTHUM, IBYMsI WUIH TPEMs 3aMECTHTE-
nsimu, BeIOpaHHbIME 13 C|_sanmkuia u -N(CHj3),;

kaxnpiit Z* u Z° nezasucnumo BBIOpaH u3 Bogopona, C sankuia u Cs ;IIUKI0ATKHAIA; 1

€ro CTEPEON30MEPHI W TAYTOMEPHI TN (papMaIieBTHIECKH MPUEMIIEMBIE COJIH.

5. CoeauHeHne 1O 1.2, TN KaXAbIH Z HE3aBUCHMO BBIOpAH M3 TPYIIIBI, COCTOSIICH U3 TaJloTeHa, THAPO-
kemna, -OZ°, -O-C(:O)Z3, =0, —S(:O)ZZ3, -S(:O)ZNZ4ZS, TpudTopMeTHIA, TPUPTOPMETOKCH, NZ'Z’,
—NZ4C(:O)ZZ, —NZ4C(:O)-OZZ, [MAHO, —C(:O)Z3, -C(:O)OZZ, -C(:O)NZ4ZS, C¢ankuna, rerepoC ajgkuna,
apwia, TeTEPOIHKIIA U TeTepOIHKII-C _¢aIKua;

U r7ie yKa3aHHbI C_¢alIKWI, apyiil ¥ TeTEPOIHMKII He00sA3aTEIFHO 3aMEIICHBI OJTHAM, TBYMS HJIH TPEMs 3a-
MECTHUTEIISIMHU, BBIOpaHHBIMU U3 ruapokcuia, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC, ¢ankmna, -NH,,
-NHCHj3;; -N(CH3),, -NH-C(=0)0-C_jankuna; -S(0),C;_sankuna u -O-C;_saikuna;

kaxerii Z'® He3aBHCHMO BBIGPAH M3 TPYIIIBL, COCTOSIICH M3 TaloreHa, ruapokcuna, -OZ°, -0-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ'Z’, tpudropmernna, tpudropmerokcu, -NZ*Z°, mmano, -C(=0)Z°, -C(=0)0Z>,
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Cy_¢amkmina, retepoC_¢alKiia, apria U TeTePOIHKIIA;

U r7ie yKa3aHHbIH Ci_¢alIKWI, apyiil ¥ TeTEPOIMKII He00A3aTEIFHO 3aMEIICHBI OJTHIM, TBYMS HJIH TPEMs 3a-
MECTUTEIISIMU, BBIOpaHHBIMH U3 ruapokcuia, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC,¢anmkmma, -NH,,
-NHCHj3;; -N(CHz),, -NH-C(=0)0O-C,_jankuna; -S(0),C,_jankuna u -O- C|_sankuna;

KaKIbI Z° HE3aBHCUMO BBIOpaH u3 C_saykuiia, apuia u rereponukii-C_qalKuia,

rie ykazaHHblld Ci ¢aIKWI U apwil HeoOs3aTeIbHO 3aMEICHBI OJTHAM, ABYMS MM TPEeMs 3aMECTHTEIISIMH,
BBIOpAaHHBIMH W3 THAPOKCHIIA, TajoreHa, audpropmermna, -O-Cjgankuna, -S(=0),C,jamkuna, -C(=0)OH,
-C(=0)0O-C,_jamkuna, -NH,, -N(CH3),, nupponuanHuia, MATIEPUINHUIA U TUTICPa3HHANIA;

KaKbIi Z° He3aBHCHMO BEIOpaH 13 ruapokcnia, Cy¢alkiia U reTepoLHKia,

rie yka3aHHbIH C_¢aKWI U TeTePOLUKI HEOOS3aTeIbHO 3aMEICHBI OJTHUM, IBYMsI MU TPEMs 3aMECTHTE-
nsimu, BIOpaHHBIMEU 13 C_gankuia u -N(CHjz),;

kasxupiii Z* u Z° HesaBucumo BEIOpaH u3 Bojopona, Ci_sankmia u C; 7IUKIOANKIIA.

6. CoenuHeHue 10 1.3, TAC

Kak/Iblil Z' He3aBHCHMO BBIOPAH M3 TPYIIEL, COCTOsAmEH M3 ranoresa, ruapokcuna, -0Z% -0-C(=0)Z’,
=0, -S(=0),Z°, -S(=0),NZ'Z’, tpudropmernna, tpubropmerokcu, -NZ*Z°, -NZ*'C(=0)Z%, -NZ'C(=0)-0Z?,
HaHo, -C(:O)Z3, —C(IO)OZz, —C(:O)NZ4ZS, C.¢ankuna, retepoCi saliKuia, apwia, TeTepourKia U TeTepo-
nukiI-C_¢aIKnia;

U rae yka3zaHHblid C_¢aJIKHJI, apyiil U TETEPOITUKI Heo0s3aTeTbHO 3aMEIICHBI OJHUM, BYMS MM TPEeMs 3a-
MECTUTEIISIMU, BBIOpaHHBIMH W3 THapokcwmina, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC, sankuma, -NH,,
-NHCHj3;; -N(CHs),, -NH-C(=0)0O-C,_jankuna; -S(0),C;_jankuna u -O-C,_sankmia;

Kak/blil Z'* He3aBHCHMO BBIOPAH M3 IPYIIIBI, COCTOSIIEH M3 ranoreHa, rumpokcuia, -OZ°, -0-C(=0)Z’,
=0, -S(=0),Z°, -S(=0),NZ'Z’, tpudropmeroxcn, -NZ'Z’, -NZ*'C(=0)-0Z?, mmano, -C(=0)Z°, -C(=0)0Z>,
C,_¢amkmna, retepoC_¢alKiia, apria, TeTEPOIMKIIA U TeTepOIUKI-C _¢alIKUIIa;

U r7ie yKa3aHHbIH C_¢alIKWII, apyiil ¥ TeTEPOIMKII He00A3aTEIFHO 3aMEIICHBI OJTHAM, TBYMS HJIH TPEMs 3a-
MECTHUTEIISIMHU, BBIOpaHHBIMH 13 Tuapokcuna, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC,gankmna, -NH,,
-NHCHj3;; -N(CHs),, -NH-C(=0)0O-C,_jankuna; -S(0),C;_jankuna u -O-C,_sankmia;

KK Z~ He3aBUCHMO BhIOpaH u3 C|_qalknia, apuia u rereponnki-C _callkuia,

rie ykazaHHblld Ci ¢ IKWI U apwil HeoOs3aTeIbHO 3aMEICHBI OJTHAM, ABYMS MM TPEeMs 3aMECTHTEIISIMH,
BBEIOpAaHHBIMH W3 THAPOKCHIIA, TajoreHa, audpropmermna, -O-Cjgamkuna, -S(=0),C,jamkunma, -C(=0)OH,
-C(=0)0O-C_jamkuna, -NH,, -N(CH3),, nupponuauHuia, MATEPUINHUIA U TUTICPa3HHANIA;

KKl 7~ HE3aBUCUMO BhIOpaH U3 TuApokcuia, Ci¢alKuiia U TeTepOoLrKIIa,

rne yka3aHHbIH C_¢aKWI U TeTePOLUKI HEOOS3aTeIbHO 3aMEICHBI OJTHUM, IBYMsI M TPEMs 3aMECTHTE-
nsimu, BeIOpaHHBIMU 13 C_gankuia u -N(CHjz),;

kaxubiii Z* u Z° HesaBucumo BEIOpaH u3 Bojopona, Ci_sankmia u C; 7IIUKIOANKIIA.

7. Coemunenue popmyiet (B) mo .1, B koropom (hparMeHT
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/i€ BOJHUCTAS JUHHS (~) 0003HAYAET TOYKY MPUCOCTUHEHHUS K aTOMY yriepoaa OCHOBHOU dopMysl (B)
¥ T/Ie H300paKeHHbIE [HK/IBI MOTYT ObITh HEOOS3aTeIbHO 3aMEIICHBI OHIM, ABYMs MM Tpems Z'%;
R' npecraiser coGoit hparMent, BHIGPAHHBII U3
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npudeM hparMeHT HeoBs3aTeIbHO 3aMEILCH OTHIM, ABYMS HIH TpeMs Z'*;

Z'® BBIGpaH W3 TPYIIIBI, COCTOAIICH U3 ranoreHa, ruapokenia, -0Z2, =0, -S(=0),Z°, -S(=0),NZ*Z’, tpuc-
TOpMETHIIA, TPU(PTOPMETOKCH, NZ'7° , IIMaHo, —C(:O)Z3 , C|_¢aTKnmIa, apuiia ¥ TeTePOITNKIIa;

U r7ie yKa3aHHbIH C_¢alIKWI, apyiil ¥ TeTEPOIMKII He00A3aTEIFHO 3aMEIICHBI OJTHIM, TBYMS HJIH TPEMs 3a-
MECTHUTEIISIMHU, BBIOpaHHBIMH W3 Tuapokcuna, -O-C(O)Me, muano, -C(O)OH, -NHCH;; -N(CHj),, -S(0),C;.
sanxuna u -O-Cy_gankuna;

R’ npezcrasisier coboii BOXOPOL;

Kax/Iblil Z'* He3aBHCHMO BBIOPAH M3 IPYIIIBI, COCTOSIIEH M3 rajoreHa, rumpokcuia, -OZ°, -0-C(=0)Z’,
=0, -S(=0),Z°, -S(=0),NZ'Z°, tpudropmerokcu, -NZ'Z’, -NZ'C(=0)Z*, umamo, -C(=0)Z’, -C(=0)0Z>,
—C(:O)NZ4ZS, retepoC_caJIKWIIa, apriia, TETePOIMKIIA U TeTeponKiI-C _caJIKHIIa;

IJie YKa3aHHBIA apiil ¥ TeTEPOIKI He00s3aTeIbHO 3aMEeIIeHBl OJHUM, IBYMS WU TPEeMsI 3aMECTHUTEIISIMH,
BBIOpaHHBIMH W3 ruApokcwna, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC,gsankwmma, -NH,, -NHCHs;;
-N(CHs;),, -NH-C(=0)0-C,_jankuna, moppommauna, -S(0),C_sankmia u -O-C|_sankunia;

7" He3aBUCUMO BbIOpaH u3 C_saJIKiiia U apuia;

rae ykasaHHbIH C| ¢aJIKHI ¥ apiil HEOOS3aTeIbHO 3aMCIICHBI OJTHHM, ABYMS WA TPEMs 3aMECTUTCIISIMU,
BBIODAaHHBIMH W3 THIPOKCHIA, ramoreHa, aupropmermia, -O-Cigankuna, -S(=0),Csankuna, -C(=0)OH,
-C(=0)0-C,_sankuna, -NH, u -N(CH3),, muppoTuANHWIIA, TUIICPUMHIIA U THIICPa3HHIIIA;

7’ He3aBHCHMO BBIOpaH n3 ruapokcria, C.¢alKiia U FeTepoLHKIa;

rie yka3aHHbIH C_¢aKWI U TeTePOLUKI HEOOS3aTeIbHO 3aMEICHBI OJTHUM, IBYMsI WU TPEMs 3aMECTHTE-
nsimu, BIOpaHHBIMEU 13 C_gankuia u -N(CHjz),;

kaxapii Z* u Z° nezasucnumo BBIOpaH u3 Bogopona, C sankmna u Cs_;IUKI0ATKHIA.

8. Coequnrenne popmynsl (B) mo .2, roe pparment
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T/ie BOJHUCTAS JTUHUS (~) O3HAYAET TOUKY MPUCOSAMHEHHS K aTOMY yTiiepoaa ocCHOBHOH (opmynsl (B) u
r/ie U300paKeHHbIC [UKIIBI SIBJITIOTCS HE3aMeI[CHHBIMH;
R' npencrasisier co6oii pparMent, BEIGPAHHBIN 13

A0 .0
N N
A N N N NN > N-C. N-S.
® I®
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N —'\NH /j) NH
& .y ~0.”
) 1 S L o i " :

npudeM hparMeHT HeoBs3aTeIbHO 3aMEILCH OTHIM, ABYMS HIH TpeMs Z'";

R’ MIpPEeCTaBIsAeT COO0H BOIOPOI;

KaxkIbli Z' He3aBHCHMO BBIOPAH M3 TPYIIIBI, COCTOSIIEH W3 TaloreHa, ruapokcwia, -0Z2, -O-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ'Z’°, tpudropmernna, tpubropmerokcu, -NZ*Z°, -NZ*'C(=0)Z%, -NZ'C(=0)-0Z?,
[UAHO, -C(:O)Z3, —C(:O)OZZ, —C(:O)NZ4ZS, C¢ankuna, retepoC, saikuia, apuia, TeTepoLrKia U TeTepo-
uuki-Ci_gaJKumia;

rae ykasaHHbIi C| ¢aJIKWI, apiil U TETEPOLUKI HEOOS3aTeIbHO 3aMCIICHBI OJTHUM, ABYMS WIH TpeMs 3a-
MECTHUTEIISIMHU, BBIOpaHHBIMU U3 ruapokcuia, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC, ¢ankmna, -NH,,
-NHCHj3;; -N(CH3),, -NH-C(=0)0-C;_jankuna, mopdomunamia, -S(0),C; sankuna u -O-C_sankuna;

kaxerii Z'° He3aBHCHMO BBIGPAH M3 TPYIIIBL, COCTOSIICH M3 TaloreHa, ruapokcmna, -OZ7, -0-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ*Z’, tpudropmernna, tpudropmerokcu, -NZ*Z°, mmano, -C(=0)Z°, -C(=0)0Z>,
C.¢ankmna, rerepoC_¢alKuia, apuiia ¥ TeTepOInKIIa,;

U rae yka3zaHHblid C_¢alIKHJI, apyiil U TETEPOITUKI Heo0s3aTeNIbHO 3aMEIICHBI OJHUM, IBYMS MM TPEeMs 3a-
MECTUTEIISIMU, BBIOpaHHBIMH U3 Tuapokcuia, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC,¢anmkmma, -NH,,
-NHCHj3;; -N(CHs),, -NH-C(=0)0O-C,_jankuna; mopdomuamia, -S(0),C;_sankuna u -O-C_saikuna;

7° He3aBHCHMO BEIOpaH n3 C_galIKHIIa, aprIa u reTepolnki-C _¢alKuia,

rae ykasaHHbIH C| ¢QJIKHI ¥ apiil HEOOS3aTeIbHO 3aMCIICHBI OJTHUM, ABYMS WA TPEMs 3aMECTUTCIISIMU,
BBIODAaHHBIMH W3 THIPOKCHIA, ramoreHa, aupropmermia, -O-Cjgankuna, -S(=0),Csankuna, -C(=0)OH,
-C(=0)0-C,_jankuna, -NH, u -N(CH3),, muppouAnHWIIA, TUIICPUIMHIIA U ITHIICPa3HHIIIA;

7’ He3aBHCHMO BBIOpaH 3 ruapokcuia, C ¢alKiiIa i TeTePOIHKIA,

rie yka3aHHbIH C_¢aKWI B TeTePOLUKI HEOOS3aTeIbHO 3aMEICHBI OJTHUM, IBYMsI MU TPEMs 3aMECTHTE-
nsimu, BeIOpaHHbIME 13 C|_sanmkuiia u -N(CHj3),;

kaxapii Z* u Z° nezasucnumo BBIOpaH u3 Bogopona, C sankuia u Cs_; TUKIOATKUIA.

9. Coequnenne ¢popmynsl (B) mo 1.3, roe pparment

"L—L//L_
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H H 1
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X% Xy a2 X
\f\xsj/ \6)(3»)/
p q

BBIOpaH U3

TpIYEM YKa3aHHBI (ParMeHT 3aMelIeH OIHIM Ml aByMs Z';
nuki B BeIOpanH u3
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TJIe BOJHUCTAs JTUHUS (~) O3HAYAET TOUYKY NPHUCOCAMHEHUS K aTOMY Yriepoaa OCHOBHOHW Gopmyisl (B) u
rJ1e M300paKeHHbIE UKIIbI 3aMEIICHbI OIHHM, ABYMs MM Tpems Z'%;
R' npecraiser coGoit hparMent, BHIGPaHHBII U3

N N
AN N N N N&N [ N’O N,S
I/j [j J
o ,:'LJL)’,O,:'JQ,?I!\N”:‘JI\),/ N/’:LJl\),‘,'LIN/’

9y 0’\ 0/\ S o]
N NH C(NH ©/o N oo b3
:'z,J:)’rz. . - e ’ . ;

npudeM (parMeHT SBJICTCS He3aMeIIeHHBIM;

R’ MIPeCTaBIsAET COO0H BOIOPOI;

KaxIbli Z' He3aBHCHMO BBIOPAH M3 TPYIIIBI, COCTOSIICH W3 TamoreHa, ruapokcuia, -0Z2, -O-C(=0)Z°,
=0, -S(=0),Z°, -S(=0),NZ'Z’, tpudropmernna, tpubropmerokcu, -NZ*Z°, -NZ*'C(=0)Z>, -NZ'C(=0)-0Z?,
HaHo, -C(:O)Z3, —C(IO)OZz, —C(:O)NZ4ZS, C.¢ankuna, retepoCi salIKuia, apwia, TeTepourKia U TeTepo-
nukia-C_¢anKuia,

rae ykasaHHbIH C| gaJIKWJI, apiil U TETEPOLUKI HEOOS3aTeIbHO 3aMCIICHBI OJTHUM, ABYMS WK TpeMs 3a-
MECTHUTEIIIMHU, BBIOpaHHBIMU U3 ruapokcuia, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC, ¢ankmna, -NH,,
-NHCHj3;; -N(CH3;),, -NH-C(=0)0-C;_jankuna, mopdonunamia, -S(0),C;_sankuna u -O-C_sankuna;

Kax/Iblil Z'* He3aBHCHMO BBIOPAH M3 IPYIIIBI, COCTOSIIEH M3 rajoreHa, rumpokcuia, -OZ°, -0-C(=0)Z’,
=0, -S(=0),Z°, -S(=0),NZ'Z’, tpudropmeroxcn, -NZ'Z°, -NZ*C(=0)-0Z?, mmano, -C(=0)Z°, -C(=0)0Z>,
—C(:O)NZ4ZS, C.¢anmkuna, rerepoC _calkmia, apuia, TeTeponrkiia U reTeporuki-C_samKuma;

U rae yka3zaHHblid C_¢alIKIJI, apyiil U TETEPOITUKI Heo0s3aTeTbHO 3aMEIICHBI OJHUM, TBYMS MM TpEeMs 3a-
MECTHUTEIISIMU, BBIOpaHHBIMH W3 THapokcwina, =0, -O-C(O)Me, mmano, -C(O)OH, -C(O)OC, sankuma, -NH,,
-NHCHj3;; -N(CHs),, -NH-C(=0)0-C,_jankuna; mopdomuamia, -S(0),C;_sankuna u -O-C_saikuna;

7? He3aBUCHMO BbIOpaH u3 C_saykuia, apuia u rereponnki-Ci_salikuia,

rae ykazaHHbll Ci ¢aJIKWI U apwil HeoOs3aTeIbHO 3aMEIICHBI OJTHAM, ABYMS MM TPEeMs 3aMECTHTEIISIMH,
BBIODAaHHBIMH W3 THIPOKCHIA, ramoreHa, aupropmermia, -O-Cigankuna, -S(=0),Csankuna, -C(=0)OH,
-C(=0)0-C,_sankuna, -NH, u -N(CH3),, muppouAnHWIIA, TUIICPUMHIIA U ITHIICPa3HHIIIA;

7° He3aBHCHMO BBIOpaH 3 ruapokcuia, C ¢alKiiIa i TeTePOIHKIA,

rie yka3aHHbIH C_¢alKWI B TeTePOLUKI HEOOS3aTeIbHO 3aMEICHBI OJTHUM, IBYMsI MU TPEMs 3aMECTHTE-
nsimu, BIOpaHHBIMEU 13 C_gankuia u -N(CHjz),;
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kaxupiii Z* u Z° HesaBucumo BEIOpaH u3 Bosopona, Ci_sankmia u C; 7IIUKIOANKIIA.
10. CoenmuEeHMe TIO TFOOOMY 13 Tl | Witw 4, IpUdYeM COeIMHEHHE XapaKTepu3yeTcst CTpyKTypoit hopmynsl (G)

@G
rae uki B, Rl, Rz, X' u Z' rakue JKe, KaK OTPEJIeNICHO B JTI000M |3 mir. 1 nmm 4, R* mpencraBiseT coboit
Bogopox, X' mpexcrasisier co6oit N wix CH u n paset 0.
11. CoenureHwme Mo TF000MY U3 1.2 WM 5, IPHYEM COCTUHEHIE XapaKTepH3yeTcs CTPyKTypor popmysl (G)

6,

rae ki B, Rl, Rz, X'n 7! oTIpeJIeNIeHbI B JTIOOOM W3 T2 Wik 5, R* MPeICTaBIseT cOO0H BOIOPOI, X!
npencrasiseT coooii N mwin CH u n Be1Opan u3 0; 1; u 2.

12. CoenuaeHme 110 JF000MY U3 IMI1.3 WK 6, MPUIEM COSTMHEHHE XapaKTepu3yeTcsl CTpYKTypoi hopmyisl (G)

(G),

rae uuKi B, Rl, Rz, X'uZ! OTIpeJIeIICHBI B JIFOOOM U3 mil.3 wiu 0, R* MPEJCTaBIsIeT COOOU BOJOPOI, X!
npezacrasisiet coooi N miu CH u n BeiOpan u3 1; u 2.

13. Coenunenue 1o Jr000oMy U3 il | wim 4, MpUiIeM COeMHEHIE XapaKTepu3yeTcsl CTpYKTypoi dopmyisl (H)

H)

rae UK B, kaxasrit 7' HesaBucuMo u Kaxpii Z'° HezaBHCHMO Takue ke, KaK OMpeeNICHO B JTFOOOM U3
m. 1 nim 4;

m BeIOpan u3 0, 1,2 u 3;

n mpeacTaBisieT coboit 0; u

e X° npencrasisieT coooit NH u X! npeacrasiseT cooort CH nmm N, win

X? npexcrasmsier coGoii S u X' npexcrasmsier coGoit CH mmu X° npexncrasmsier co6oit O u X' mpecrais-
et coboii N.

14. CoenuHenue 110 JIF00OMY M3 L2 WK 5, IPHYEM COSANHEHUE XapaKTepH3yeTcs CTpyKTypoit popmyast (H)

(D,
rae oukia B, xaxaeiin 7! nesaBucumo n KaXK I 7" HE3aBHCHUMO, OTIPEICTICHBI B JIFOOOM M3 TTI.2 WIH 5,
m BeIOpan u3 0, 1,2 u 3;
nBeiOpan u3 0, l ©2; u
riae X* npeacrasnser coboit NH u X' npencrasnser co6oit CH umu N, wiu
X2 MpeJCTaBIsIeT co00H S 1 X! npencrasisiet cobort CH, wim
X? npencrasnser coboit O u X' npeacrasnser coboii N.
15. CoenuHenue 1o r000My 13 .3 WK 6, IPHYEM COSANHEHUE XapaKTepH3yeTcs CTpyKTypoit popmy:st (H)
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H),
rae oukia B, xaxaeiin 7' HezaBucuMO 1 Ka)KIbIN Z'® mezaBucumo OTIpeJIeNICHBI B JIIOOOM M3 IMIT.3 Uity 6,
m npenacTasisieT coboii 0;
n BeIOpaH u3 1 u 2; u
riae X* npeacrasnser co6oit NH u X' npencrasnser co6oit CH umu N, wu
X2 MpeCTaBIsIeT cO00H S u X! npezacrasisiet codort CH, wim
X? npencrasnser coboit O u X' npeacrasnser coboii N.
16. Coenuuenue 1o Jroo6oMy u3 miL. 1 win 4, Xapakrepu3yolieecs CTpyKTypoit ¢popmyisr (1)

_’(21 b)m

S N

NH

AN
(-
F

I
I'JIe HE3aBUCUMO KaXKIbIH 7' 1 He3aBHCHMO Kamm(ﬁ)zlb TakKue ke, KaK onpeesieHo B JITo0oM u3 mmit. 1 wim 4;
nuki B onpenenen B mo6om u3 nm. 1 wim 4;
n mpeacTaBiseT codoit 0; u
m BeIOpan u3 0, 1,2 u 3.
17. CoenuiHeHME 1O T000MY U3 M2 WIH 5, PHYEM COCANHEHHE XapaKTepHu3yeTcs cTpykTypoit popmyst (1)

N\ /—’(z“’)m
| XX H
(21
F

NH
o,

IJie KaxX bl 7' HezaBucuMO 1 KaXKIbIH Z'"® wezaBucumo OTIpeJIeNICHBI B IIOOOM M3 IIT.2 Ui 5;

nuki B onpenenen B mro6oM u3 nm.2 wim 5;

n BeIOpan u3 0, 1 1 2; u

m BeIOpan u3 0, 1,2 u 3.

18. CoenuHeHune 1o M000MY U3 M3 WK 6, IPHYEM COCANHEHHE XapaKTepHu3yeTcs cTpykTypoit popmyist (1)

(@)
NS N
1
(Z )rT / NH
,
IJie KaxX bl 7' HezaBucuMO 1 KaXKIbIH Z'"® wezaBucumo OTIpeJIeNICHBI B IIOOOM 13 1.3 UiH 6;
nuki B onpenenen B mo6oM u3 nim.3 wim 6;
n BeIOpaH U3 1 1 2; u
m npeacTaBisieT coboii 0.
19. Coenunenue no ar060oMy u3 . 1-3, mpudem GparmeHT
/

A

o,

O
MpeJCTaBIsIET COOOU .

20. CoeguHeHUe IO JFOO00MY |3 Tl 1 -3, IpUYeM COeAMHEHNE XapaKTepu3yeTcs CTpyKTypoii popmyisl (F1)
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o
N~ N
H .
21. Coenunenue 1o robomy u3 mim.1-20, Tme atom yriepoaa, 3aMelIeHHbIN ukiIoM B, Haxomutcs B R
KOH(UTYpaIuH.
22. Coenunenue 1o jaro0oMy u3 mm.1-20, e aToM yriiepona, 3aMemeHHbIA UKIoM B, Haxomutcs B S
KOH(UTypanuy.
23. JlekapcTBEHHBIH Npenapar I IpeAyNnpexIeHNs WK JIe4eHus (IaBUBUPYCHON MH(EKIUH y KUBOT-
HOT0, KOTOPBIH CONEPKUT IPPEKTUBHOE KOJMUECTBO COSANHEHUS 110 J1to0omy 13 1. 1-20.
24. JlexapcTBEHHBIH Ipenapar 1o .23, Npu KOTOPOM YKa3aHHBIM >KUBOTHBIM SIBISIETCS MIIEKOMUTAIOILEE.
25. JlexapcTBEHHBIH Ipenapar 1o m.24, pu KOTOPOM YKa3aHHBIM MIIEKOIMTAIOIINM SIBJISETCS YENIOBEK.
26. JlekapcTBeHHBII Npenapar mo .23, Ipu KOTopoM (uaBHBHUpYCHas WH(EKUIHUS MpecTaBisieT coO0H
MH(EKIUIO BUPYCOM JEHTE UM BUPYCOM KEJITON THXOPAIKH.
27. IlpuMeHeHue coeMHEHUs 10 JItoOoMy U3 L. 1-20 s U3roTOBJICHHUS JEKApCTBEHHOTO TIpernapara JIis
JICYCHUS] WK TIPEeIyNpexXaeHuUS (DIaBUBUPYCHON HHPEKINH.
28. [IpuMeHeHre JIeKapCTBEHHOTO Mpemnapara 1o .23 I JISUSHUs WIH IPeaynpexacHus (IaBUBHPYCHON
WHQEKIIHH.
29. [IpuMeHeHne coenMHEHUs TI0 JII00oMY U3 1. 1-20 1151 JIeUeHus WK NIpeaynpexacHus (JIaBUBHPYCHON
nH(}eKIuH.
30. IlpumeHenue no 1.28, Ipu KOTOpOM (IIaBUBHPYCHAsI HHPEKIUS MPEACTaBISET CO00H MHPEKIMIO BU-
PYCOM JIeHI'e WJIN BUPYCOM KEITOH JINXOPaIKH.
31. IlpumeHenue no 11.29, npu KOTOpoM (IIaBUBHPYCHAsI HHPEKIUS MPEACTABISET CO00H MHPEKIMIO BU-
PYCOM JIeHI'e WJIN BUPYCOM XKEITOH JINXOPaJIKH.
32. ®apmareBTHUECKas KOMITO3ULM, cojeprkamas hapMareBTHIeCKH MpUeMIIEMbI HOCUTENb U B Kaue-
CTBE aKTUBHOTO MHTpeareHTa 3QPEKTUBHOE KOJUIECTBO COCMUHEHHS 0 JF00oMy m3 min.1-20 winu ero dapma-
LIEBTUYECKH IPUEMIIEMON COJTH.
33. Croco0 mony4eHus COeAMHEHUS 110 JIT00oMYy U3 1. 1-20, BKITIOYAIOIINUN CTaUN
B3aMMoIeiicTBIs coenurennst popmyist (X1) ¢ amurom R'R’NH B moxoIsiieM pacTBOPUTENE, MPHIEM
UK A COOTBETCTBYET (PparMeHTy
/
X8 s

X10
: ;

[
X%, - XA 2
\(xs)j: \fx’*j:
dopmyust (B), kak onpenenero B m.1-20, muxin B, R' u R? xapakTepusyioTcs 3HaUSHHEM 110 TI060MY H3
ni.1-20 n LG npencrasisier co60i yXOAsIIyto rpymniy

o
Ol

(X1
rJe yXoIsIias rpyIia BEIOpaH M3 aToOMa rajoreHa Wiy cyib(poHara.
34. Cnoco6 no .33, nmpu KOTOpOM yXOo/sIiasi rpymia BEIOpaHa U3 xjiopa, Opoma u Hona.
35. Cnocob nosiyueHus: cCoeTMHeH s 1o JirodoMy u3 1. 1-20, mprdeM crocod BKIIIOYAET CTaluH
B3auMoielicTBUS UMHHA (opMyisl (X2) ¢ anpaerngom ¢opmyinsl (X3) B NPUCYTCTBUU KaTajau3aTopa H
MOAXOMSIIET0 PaCTBOPHUTEIIS C OIydeHHEeM coenHeHus popmyisl (Al), rae nukit A Gopmysr

1

—X

%
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VI’I’/‘I

/
X8

N N Xls 2 \IX1

li ol
X&, o Xt - X2
B, O

p q

mukn B i R' Xapakrepusyrotcs 3HaueHneM 1o moGomy u3 1. 1-20 1 1pu yci1oBuy, uto B ke A Gopmys
(X3) u (Al) atom yriepoja cBsizaH ¢ KapOOHHIIOM

o)
o)
— &
° NH—R!
_—

(x2) (x3) (A1)
36. Crioco6 seueHus WM PoGUIAKTUKN (HIaBUBUPYCHBIX MHGMEKIHMHA Y JIIoAeH myTeM BBeaeHus dddek-
THBHOTO KOJIMYECTBA COSAMHEHHUS 10 M00oMy u3 1. 1-20 mwin ero GapManeBTHIECKH PUEMIIEMON COMTU HYX-
JIAfoIIeMyCsl B 9TOM IalUCHTY.
37. Cnoco0 1o 11.36, B KOTOpoM (iaBUBUpYycHast HHPEKIHA MpeacTaBisieT co00l MH(EKIUo, BEI3BAaHHYIO
BUPYCOM JICHT'€ WJIM BUPYCOM JKENTOH JTMXOPaIKH.
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Hauano nevetus OkoH4YaHne neveHnst
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