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Crp.: 1

rae Ak; npeacrasisietr coboit C-Cg-alTKUIBHYIO
nemnb, X npexacrasisietr coboit -(CH,) -, -CH(R)-, -N
(R)-, -CH»-N(R)-, -N(R)-CH,- nnu -CH,-N(R)-CH>-,
m TpeAcTasisieT codori 0 uiM nemoe 4yucio ot 1 10

4, R mpezacrasisier cobol aToM BOJOPOAA WU
rpymnmy, BeiOpaHHyio u3 C;-Cg-anmkumna, -Ak,-Ary,

-Aky-Ar;-Ary 1 —Aky-Ar-O-Ar, , -Aky-IMKIIOreKCcuIa
i -Ak,-OH; Ak, npencraBisieT coO0M JIMHENHYIO
Wi pa3BeTBiIeHHYI0 C-Cg-aJIKWIBHYIO LElb; Ary U
Ary, KOTOpbIe MOTYT OBITh OAWHAKOBBIMH MWIIH

Pa3HBIMHU, KQX/IBIN MPEACTABIISIET COOON apUIbHYIO
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WM reTepoapuwibHyro rpymmy; R; u R, xaxnsiit
npencTaBisieT cobod aToM Bomopoaa, kKorma X
npencrasisier coboit -(CHp)m-, -CH(R)-, -N(R)-,
-CH,-N(R)- unmn —N(R)-CH»-, i BMecTe 006pa3yroT
CBsI3b, Korga X mpencraBiseT coboit -CH,-N(R)-
CH,-; Ry mpencrasinsier codoit NH,, Cy-NH,, Cy-
Ak3-NH, wimu nunepunvH-4-wit; Cy IpeacTaBisieT

€000l rpymIly, BRIOPAHHYIO U3 IMKJIOTeKCHIIA, apuila
u rerepoapuna, Aks mpencrasnser  coboi
C,-Cs-ankunpHyro uUenb, Ry © Rs Kaxnaeid
IpeACTaBIsieT coboif aToM BOJOPOXA, TAE apuil
o3Hayaer (eHw1, HabTUI WM OudeHWwI, NIpu
HEOOXOMMMOCTH  3aMEHICHHBIA  OJHOW WK
HECKOJIBKAMHM  TpYIIAMH, OJWHAKOBBIMM  WIH
Pa3HBIMM, BBIODAHHBIMM M3 TajoOreHa, T'MAPOKCH,
JiHerHoro wim passerBileHHOro (C;-Cg)-ankuma,

MpU HEOOXOAWMOCTH 3aMEUIEHHOTO OJIHUM WIIH
HECKOJBbKUMHU aToMaMu raJioreHa,
METUIICYIb(OHUIIA, METUIITHO, KAPOOKCH, IMHEHHOT O
wia  pasBerBiieHHOTO  (C;-Cg)-aJKOKCH, TpHU

HEOOXOAMMOCTH  3aMEIIEHHOTO  OJHMM  WIIH
HECKOJIBKMMH aTOMaMHU TajOTeHa, JTMHEHHOTO WIIN
Pa3BETBIECHHOTO (C;-Cg)-amuHOANKMIIA,

Crp.: 2

AMUHOTPYIIIA AMUHOAIKUIBHOW TPYNIBI IIpU
HEOOXOAMMOCTH 3aMellleHa OJHOM WM ABYMS
rpynmnamu JIMHEHHOTo WK pa3BeTBieHHOTO (Cq-Cg)-

aJKWila, W TeTepoapusl oO3HayaeT 5-11-wieHHYyIO
MOHOLMKIIMYECKYIO apOMATHYECKYIO TPYIIy WIU
6HL[HKJIPI‘I€CKYIO ApOMATUYECKYIO HWIIM YaCTUYHO
apOMaTHYECKYIO TPYIILY, U COAECPKAIIYIO OJIUH, 1Ba
WJIM TPH TeTepoaToma, BBIGpaHHLIX 13 Kucjiopoaa,
a30Ta WM Cepbl, IPU YCIOBHUHM, YTO IeTepoapui
MOXET OBITh NPU HEOOXOAMMOCTH 3aMEIIEHHBIM
OJIHOM WJIM HECKOJIBKMMH I'PYNIIaMU, OIUHAKOBBIMU
WJIK pa3HbIMH, BI)I6paHHI)IMl/l H3 rajioréHa, riIpoKcu,
aMHUHO, OKCO, JIMHEWHOTO WIIM Pa3BETBJIEHHOIO
(C;-Cg)-ankumna, mpr HEOOXOTMMOCTH 3aMEIIEHHOTO

OJHMM WJIM HECKOJIBKAMH AaTOMaMH TaJIOreHa,
JIMHEHHOTO UM pa3BeTBIEHHOIO (C;-Cg)-aIKOKCH.

IpennoxeHs HOBBIE COCTUHEHUS u
(hapmaneBTHUECKME KOMIIO3MIMM HAa WX OCHOBE,
s exTuBHBIe 11 WHTHOWpoBaHUs TAFIa mis
JIeYeHUs] ¥ MPO(WIAKTUKA HAPYIIEHUI MO3TOBOTO
KpOBOOOpAaIleHus, uHbapkTa MUOKap/a,
CTCHOKApIWM, apTepUUTa HWKHUX KOHEUHOCTEH,
TpOMOO30B, B YAaCTHOCTH BEHO3HBIX TPOMOO30B,
JIETOYHOM 3MOOJIMHU, AaHEBPU3M A0PThI MJIH JICMEHIIHH.
5 H.# 15 3.11. ¢-1181, 1 TAOIT., 268 TIp.
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(57) Abstract:
FIELD: medicine; pharmaceuticals.
SUBSTANCE: invention relates to compounds
applicable in medicine of general formula (I), their
optical isomers and salts of attachment to a
pharmaceutically acceptable acid:

o) o)
HO_ |
R, P
Rs OH
Ak,
RI X RZ \R3

Crp.: 3

where Ak; is C;-Cg-alkyl chain, X is -(CHy),,-, -CH
(R)-, -N(R)-, -CH,-N(R)-, -N(R)-CH,- or -CH,-N(R)
-CHj5-, m is O or integer from 1 to 4, R is a hydrogen
atom or a group selected from C;-Cg-alkyl, -Ak,-Ary,
-Aky-Arj-Arp and —Ak,-Ar;-O-Arp, -Akj-cyclohexyl
or -Ak,-OH; Ak, is a linear or branched C;-Cg-alkyl
chain; Ar; and Ar,, which can be identical or different,
each represents an aryl or heteroaryl group; R; and Ry
each represent a hydrogen atom when X is -(CH,)m-,
-CH(R)-, -N(R)-, -CH»-N(R)- or -N(R)-CH,-, or
together form a bond when X is -CH,-N(R)-CH,-; R3
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denotes NH,, Cy-NH,, Cy-Ak3-NHj or piperidin-4-yl;
Cy is a group selected from cyclohexyl, aryl and
heteroaryl, Akjy is C;-C3 alkyl chain, R4 and R5 each
represent a hydrogen atom, where aryl is phenyl,
naphthyl or biphenyl, optionally substituted with one
or more groups, identical or different, selected from
halogen, hydroxy, linear or branched (C;-Cg)-alkyl,

optionally substituted with one or more halogen atoms,
methylsulfonyl, methylthio, carboxy, linear or branched
(C-Cg)-alkoxy, optionally substituted with one or more
halogen atoms, linear or branched (C{-Cg)-aminoalkyl,
amino group of aminoalkyl group is optionally
substituted with one or two groups of linear or branched
(C1-Cg)-alkyl, and heteroaryl means 5—11-membered

monocyclic aromatic group or a bicyclic aromatic or

Crp.: 4

partially aromatic group and containing one, two or
three heteroatoms selected from oxygen, nitrogen or
sulfur, provided that heteroaryl can optionally be
substituted with one or more groups identical or
different, selected from halogen, hydroxy, amino, oxo,
linear or branched (C{-Cg)-alkyl, optionally substituted

with one or more halogen atoms, linear or branched
(Cl—CG)—alkoxy.

EFFECT: novel compounds and pharmaceutical
compositions based thereon, effective for TAFIa
inhibition for treating and preventing cerebral
circulation disorders, myocardial infarction, angina
pectoris, arteritis of lower extremities, thromboses,
particularly venous thromboses, pulmonary embolism,
aortic aneurysm or dementia.

20 cl, 1 tbl, 268 ex
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Hacrosiee nzo6peTeHrne OTHOCUTCS K HOBBIM IMTPOU3BOAHBIM (pOCHUHAHOB U
azadochrHaHOB, K CITOCOOY UX MOJIYYCHHS U K COACPIKAIIMM UX (papMaleBTHUECCKUM
KOMITO3ULUSIM.

CoennHeHus: B COOTBETCTBUHU C U300peTeHneM sBJIsitoTCs nHrnouTopamu TAFIa
(aKTUBMPOBAHHOTO UHTUOUTOPA (PUOPUHOIN3A, AKTUBUPYEMOTO TPOMOUHOM).

TAFI (Takke M3BECTHBIN KaK IIa3MaTHUecKas MpokapOokcurienTuaaza B,
npokapboxcunentuaasa R wim npokapOokcunentuaasa U) mpencrasiser coooi
1a3zmMatuueckuil rmukonpoterH 60 k/la, mpoayuupyeMblii NEYEHBIO, KOTOPbIA UUPKYIUPYET
B BHJIe 3uMoreHa. Bo Bpems koaryssiuu U pruOpUHOIIN3a KPOBH, TPOMOWH U TUTAa3MUH
pacmeruisitoT mpocerMeHT TAFI Ha ypoBHe cBsi3bIBaHUS Arg92-Ala93, uToOBI MpEeBPATUTH
ero B aktuBHbIN pepmeHT TAFIa, nepuos nmomypacmnaga KOTOPOro COCTaBiseT OT 8 10 15
MUHYT Tipu 37°C. Pacierienre mpocerMeHTa TPOMOMHOM YCKOPSETCSI TPOMOOMOTYJIMHOM,
KO(aKTOPOM, TPUCYTCTBYIOIIMM B IJIa3Me U Ha TTOBEPXHOCTH COCYAUCTBIX IHAOTEIUAIHBHBIX
kietok (Bouma BN and Meijers JC, Thrombin-activatable fibrinolysis inhibitor, 2003, Journal
of Thrombosis and Haemostasis, 1: 1566-1574). TAFIa oTpuuateabHO peryaupyeT (GuOpruHOIU3,
pacuierisast C-KOHLEBbIE OCTATKH JIM3MHA BOJIOKOH (PMOpHHA, KOTOPBIE MOSBIISIIOTCS TIPU
YAaCTUYHOM pacmaje puOprHa 1o nepBbIM cieaaM Mmiaa3MuHa. ITH C-KOHUEBbIE OCTATKU
JIM3MHA HA YACTUYHO pacrnaBIieMcs: GuOpuHe AeMCTBYIOT KaK JTUTaH bl HUPKYIUPYIOIIETO
IUIa3MAaTUYECKOTO MJIA3MUHOI€HA U TKAHEBOTO aKTUBATOPA IUIa3MUHOTEHA (tPA),
BBIPA0ATHIBAEMOT0 HIOTEIMATIBHBIMU KJIETKAMU B CITy4ae TPOMOOTUUECKOM UIlleMUU. Takum
00pa3oM, OHU ITO3BOJISAIOT JIOKAIM30BATh [TPEBPALIEHHUE IJIA3MUHOI€HA B IJIA3MHH C [TIOMOILBIO
tPA 6e3 B3aMMO/JICHCTBUS HU C IUPKYJIUPYIOUIUM B TJIa3ME KPOBU MHTUOUTOPOM IIa3MUHA
02-aHTUIUIA3MUHOM, HU C HUPKYIUPYIOLIMM B IJIa3M€ KPOBU MHTUOUTOPOM aKTUBATOPA
TKaHeBoro riasmuHorena (PAI-1). Beneacrsue storo, pacierienue C-TepMUHAIBHBIX CANTOB
nmu3uHa rmocpeactBoM TAFIa cHmkaeT ckopocTh oOpa3oBaHus 1a3Muaa. M mostomy
UHTUOUPYETCS SHIOTEHHBIN (PUOPUHOIIN3 U paBHBIM 00PAa30M YMEHBIIIAIOTCS JIN3UC
apTepUATIbHBIX U BEHO3HBIX (PUOPUHO3ZHBIX TPOMOO30B, a TAK)KE TEPATIEBTUUECKUI TPOMOOJIU3,
MPOBOJMMBIN Y TAIUEHTOB C OCTPOI MOCTTPOMOOTHUUECKON UIIIEMHUUYECKOH (paz3om.
CnenoBatenbHo, MHTHOUTOPHI TAFIa 001a1a10T TOTEHIMAIOM YBEIMUEHUS IHAOTEHHOTO U
TeparneBTUIECKOro GUOPUHOIIM3A U MOTYT JIEUCTBOBAThH KAK aHTUTPOMOOTHUECKUE U
MpouOPUHOIUTUYECKHE CPENICTBA O€3 PHCKa CEPhe3HOTO KPOBOTEUECHHUS, TOCKOJIBKY OHU HE
MPENSITCTBYIOT HA aKTUBALIMK TPOMOOIUTOB, HA KOATYJISILMA BO BpeMsi TOMEOCTa3a KPOBH.

Taxum 06pazom, cBoricTBo uHrnoupoBanus TAFIa mo3BosiseT mpeaycMOTpeTh MPUMEHEHHE
COEIMHEHUH B COOTBETCTBUHU C U300 PETEHUEM ISl JIEUEHUSI U MPOPUIAKTUKH Y TALIMEHTOB C
PUCKOM TPOMOOTHUYECKHX COOBITHIA.

WX nmpumeHeHue OyeT HEHHBIM B JICUEHUH, TPO(PHUITIAKTUKE U BTOPUUHON ITPO(UIAKTHKE
COCYAMUCTBIX OCJIOKHEHMM, B YACTHOCTH CEPAECYHO-COCYIUCTBIX, JIETOUYHBIX U
1IepeOPOBACKYJISIPHBIX OCI0KHEHUH, CBSI3aHHBIX C ATEPOTPOMOOTUYECKMMU 3200JI€BAHUSMH,
aATepOCKIIEPO30M, TUAOETOM, TUIIEPIUIUIEMUEH, TUTIEPTEH3UEH, XPOHUUECKUMU BEHO3HBIMU
3a00J1€BaHUSIMU, METAOOIMUECKUM CUHAPOMOM, CBA3aHHBIM C OKUPEHUEM WIIM PAKOM.

CoenauHeHus: B COOTBETCTBUM C U300PETEHHUEM SIBIISIIOTCSI OCOOEHHO MPUTOHBIMU 151
JeYeHUsI, TPO(PUIAKTUKN U BTOPUYHON MPOPUITAKTUKY UHPAPKTA MUOKAP/1a, CTEHOKAP/IUH,
HapyIIeHUH MO3rOBOr0 KPOBOOOPAIIIEHHUS, AHEBPU3M A0PThI, ApTEPUUTA HUPKHHUX KOHEUHOCTEM,
(huOpO3HBIX 3200J1€BaHUM, BEHO3HBIX TPOMOO30B U JIETOUHOMN 3MOOIUM.

DaKTOPbI COCYTUCTHIX PUCKOB U COCYAUCTHIX 3a00JIEBAHUM, TAKMX KAK TUIIEPTEH3US,
OXKUpeHue, IMadeT, 00JIe3HU cepila, LepeOpoBaCKyIsIpHbIE 3200JI€BAHUS U TUTIEPIIUITUIEMHUS,
a TAKXKE U aTEPOCKIIEPO3, UT'PAIOT ONPENEIIEHHYIO POJIb B PA3BUTUU AEMEHLUU, TAKON KaK
Oone3np Anbireiimepa u cocyauctas aemeHius (Qiu C., De Ronchi D. Et Fratiglioni L., The
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epidemiology of the dementias: an update, 2007, Current Opinion in Psychiatry, 20: 380-385).
CrienoBaTenbHO, COEIMHEHUS] B COOTBETCTBUU C U300PETEHUEM OyIAyT TaKKe MPUTOJHBIMU
JUTS1 JIeUEHUST W/ TPO(PUITAKTUKY AEMEHIUMN, TAKUX KaK 00J1e3Hb AJlbLreliMepa U COCYIUCTas
JIEMEHLMS.

TAFla cHUXaeT HI0TreHHbIH (UOPUHOIUTUYECKUI ToTeHIMall. [ToaTomy, Oyayun
unruouropamu TAFla, coequHeHNs B COOTBETCTBUU C HACTOSLIMM U300PETEHUEM SIBIISIOTCS
IIPUTOTHBIMU B KAUECTBE BCIIOMOTATEIbHBIX CPEJICTB U151 OCTPOTO JICUEHUSI UHBEKIIMOHHBIMU
(UOPUHOIMTUUECKUMHU CPEJICTBAMHU, TAKUMHU KaK PEKOMOMHAHTHBIN tPA (Hampumep,
aNbTeria3a, TeHEKTerias3a, peremiasa, JecMoTeIlaza), pekoMOMHAHTHbIN UPA uiu
CTPENTOKUHA3a, KOTOPbIE PUMEHSIOT B 9KCTPEHHOM CUTYalMU (HAIpUMeEp, B Cilydae MHpapKTa
MHOKAP/1a, HAPYIIEHUSI MO3TOBOI'0 KPOBOOOPAIIICHHUS).

CoenrHEeHUs1 B COOTBETCTBUM C HACTOSIIIIMM M300PETEHUEM YCUIIMBAIOT AKTUBHOCTD 3TUX
WHBEKIMOHHBIX (PUOPUHOIUTUUECKUX CPEICTB, U BCIEACTBUE 3TOTO MPUBOIST K UX
IIPUMEHEHUIO C MEHBIIMM KOJIMYECTBOM I'€MOPPATUUECKUX U HEHPOTOKCUYECKUX PUCKOB
(YMEHBIIIEHHE UX JT03bI U BCIIEICTBUE 3TOT0 CHU)KEHUE UX TOOOUHBIX 3PHEKTOB).

boutee KOHerTHO HacTosIIee N300peTeHne OTHOCUTCS K coeuHeHusIM (popmyitbl (I):

l |
D

B KOTOPOW:
Aky ipencrassier co6oit Cq-Cg-alKUIbHYIO LEb,

X npeacrasisier cooort -(CH,),,-, -CH(R)-, -N(R)-, -CH,-N(R)-, -N(R)-CH,- unu -CH,-N
(R)-CHy-,

m npeacTaBiaseT codoi 0 uiu neaoe Yucio ot 1 1o 4,

R nipeacraBisieT coOol aTOM BOAOPOAA WK I'pyIy, BeiopaHHyto U3 C-Cg-ankuna,
-Aky-Ary, -Aky-Ar-Ar, U -Ak,-Ar-O-Ary, -Ak,-nMkitoankuna wim -Ak,-OH,

Ak, mpenicTaBisieT coO0M TMHENHYIO WM pa3BeTBIEHHYIO C1-Cg-aIKUIBHYIO LETb,

Ar; ¥ Arp, KOTOpPbIE MOTYT ObITh OJIMHAKOBBIMH WUJIM PA3HBIMM, KaX bl MPEACTABIISIET

co0O0li apUIIBHYIO WU TeTePOAPUIBHYIO TPYIITY,
R; u R, KaxIbIil MpeicTaBIsieT coO0M aTOM BOJIOPOa, Korjaa X MpeAcTaBIsieT coOow -

(CHp)py, -CH(R)-, -N(R)-, -CH,-N(R)- um -N(R)-CH,-,
WJIK BMecTe 00pa3yroT CBsI3b, Korna X npeacrapisieT codori -CH,-N(R)-CH»-,
R; npencrasisiet coboit NH,, Cy-NH,, Cy-Ak;-NH, unu nunepuann-4-u,

Cy npezncrasiser co0oi rpyniy, BBIOpaHHYIO U3 IMKJIOATKUIIA, apUjla U TeTepoapuia,

Aks ipencrasnsier co6oit Cq-C3-anKUIbHYIO LETb,

R4 1 R5, KOTOpBIE MOTYT OBITH OIMHAKOBBIMH UJIM PA3HBIMU, KAXK/IbI ITPEICTABIISIET COOOM
aTOM BOJOPO/A WM aTOM (Topa,

K UX ONTUYECKUM U30MEpPaAM, a TAKKE K UX (papManeBTUUECKH TPUEMIIEMbBIM COJISIM
MPUCOEIMHEHHUSI K KUCIIOTE.

[Tox rpynmoit apuita moHUMAarOT (eHuT, Hah T Ui OudeHus1, Mpr HeOOXOIMMOCTH
3aMeIleHHBINM OHOW WJTM HECKOJIbKUMU I'PYIIaMU, OJJMHAKOBBIMU UJIM Pa3HBIMU, BEBIOpAHHBIMU
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U3 raJIoreHa, FTuAPOKCHU, AMUHO, JIMHEMHOTIO WM pa3BeTBiIeHHOI O (C-Cg)-ankuia, npu

HEO0OXOAMMOCTH 3aMELIEHHOT'O OJTHUM WJIM HECKOJIbBKUMHU aTOMaMH T'aJIOreHa,
METUWICYIb(OHUIIA, METUIITHO, KAPOOKCH, TMHENHOTO MK pa3BeTBIeHHOTO (C-Cg)-alKoKcH,

MTPpY HEOOXOAMMOCTH 3aMEIIEHHOTO OHUM WJTH HECKOJTbKUMHU aTOMaMU T'aJIoTeHa, IMHEMHOTO
i pa3BeTBiIeHHOTO (C-Cg)-aMUHOANIKWIIA, AMUHOTPYIIIA AMUHOATKUIIBHOM TPYIIIIBI TPU

HEO0OXOAMMOCTH 3aMelIeHa OJJHOM WM ABYMS I'PyNIIaMU JIMHEMHOT'O UJIM PAa3BETBIEHHOIO
(Cy-Cg)-anxuia.

ITox rpynmnoi rerepoapuiia HOHUMAIOT OT 5- 10 12-4JIEHHYI0 MOHOLMKINYECKYIO
apOMAaTUYECKYIO TPYIITY WIK OUIMKIIMYECKYIO apOMAaTUUECKYIO TPYIITY, UM YACTUYHO
apOMaTHYECKYIO, COACPIKAIIYIO OJIMH, BA WIIM TPU T'eTepoaToMa, BEBIOPAHHBIX U3 KUCIIOPO/Ia,
a30Ta WIK CEPBI, TPU YCIIOBUU, YTO TETEPOAPHIT MOKET OBITH MTPU HEOOXOIUMOCTH
3aMeIIeHHBIM OJTHOM WJTK HECKOJIBKUMU T'PYIITIaAMH, OJMHAKOBBIMM UJIM pa3HBIMH, BBIOPAHHBIMHU
Y3 TaJIOTeHa, TUAPOKCH, aMUHO, OKCO, IMHEMHOTO Wi pa3BeTBIIeHHOT O (C-Cg)-ankumna, npu

HCO6XOI[I/IMOCTI/I 3aMEIIEHHOT'O OJTHUM WJIM HECKOJIbKUMH aTOMAaMM IaJlOre€Ha, JMHEMHOI O
HJIN PA3BCTBJICHHOT' O (Cl—C6)—aJ'IKOKCI/I, IIpu HCO6XOI[I/IMOCTI/I 3aMCIICHHOI'O OAHHUM HJIAU

HECKOJIBKMMU aTOMAaMHU rajioreHa, JUHEHHOT O UIIU Pa3BCTBJICHHOTI'O (Cl—c6)—aMI/IH0aHKI/IHa,

AMMHOTPYIIa AMUHOAJIKWIBHOM IPYIITbI TPU HEOOXOAUMOCTH 3aMeIleHa OTHOM WK IBYMSI
TrpyIIIaMy JIMHEHHOTO WM pa3BeTBiIeHHOT O (C-Cg)-ankuia.

Cpenu rpyIn rerepoapuia MOTYT ObITh YIIOMSIHYTBI 0€3 KaKOro-TMOO OrpaHuYeHHUs
TPYIITBI TUPUIAWIIA, THSHWIA, (PypHrIta, IMUIA30JIHIIa, TMPUMUIMHIIIA, TIMPA30JIUIII, TUPPOITUIIA,
OKCa30JI1JIa, U30KCA30JIMIA, THA30IMIIA, U30THA30INIIA, TMPA3UHIIIA, TMPUIA3UHUIIA,
O6en3odypuna, OeH30TUEHITA, OEH3UMUIA30JIMIIa, UMUAAA30TUPUIMHIIIA, W30XUHOJIEUHWIIA,
TUrunpooenzodypuia, IMruapoOeH30KCa30IUIa, AMTUAPOUHIOINIA, AMTUIPOUHAA30IMIA,
OEH30/IMOKCOJIUIIA.

[Tox rpynmoi MUKJIOAIKWIIA IOHUMATOT OT 5 10 7-4JICHHYIO YTIIEBOAOPOIHYIO
MOHOIMKIIMYECKYIO HACBIIIEHHYIO I'PYIITY, IIPU YCIOBUU, UTO LMKJI TP HEOOXOAUMOCTH
MOET OBITh 3aMEIIEHHBIM OTHOM WJIM HECKOJIbKUMH T'PYIITAMH, OTMHAKOBBIMHU WJTH Pa3HBIMHU,
BbIOpAaHHBIMU U3 TAJIOT€HA, JIMHEWHOTO WK pa3BeTBIeHHOTO (C-Cg)ankuna. Cpenu rpymi

HWKJIOAJIKWIIA, MOTYT OBITh YIIOMSIHYThI 0€3 KAKOT'0-TTM00 OT pAHUYEHUSI T'PYIIITHI IMKJIOTIEHTHIA,
UKJIOIEKCUIIA, UKJIOTEIITUIIA.

[Ton onTrueckMMU U30MEPAMU IOHUMAIOT TUACTEPEOU3OMEPHI U SHAHTUOMEPBL.
Coeaunenust q)opMym)I (I) uMeroT o MEHbIIEH MEPE OMH ACUMMETPUYHBIN LIEHTP:

Korna kondurypanus coenuuenust opmyisl (I), mpeacTaBisroniero coooi ouH
€/IMHCTBEHHBIN aCHMMETPHUUHBIN [IEHTP, HE YKA3bIBAETCS, TO €0 MOJIYYatoT B BUIE CMECH
JIBYX SJHAaHTHOMEPOB.

Korna xondurypanus coequaenus hopmydsl (I), mpeacrasistomiero coooii 1sa
ACUMMETPUYHBIX IIEHTPA, HE YKA3bIBAETCS, TO €T0 MOJyUaroT B BUJIE CMECU
JTMACTEPEON30MEPOB.

Crp.: 7
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Cpenu hapmaneBTUUECKU TPUEMIIEMBIX KUCIIOT MOTYT OBITh YIIOMSIHYThI 0€3 KaKOT0-JIN00
OTPaHUYEHUS XJIOPUCTOBOAOPOIHAS KUCTIOTA, OPOMHUCTOBOIOPOIHAS KUCIIOTA, CEpHAS
KKCI0Ta, pochopHast KUCTIOTA, YKCYCHAsI KUCIIOTa, TPU(PTOPYKCYCHAST KUCIOTa, MOJIOYHAS
KHUCIIOTa, TUPOBUHOTPATHAS KUCITOTA, MAJIOHOBASI KUCJIOTA, STHTApHAS KUCIIOTA, TIIyTapoBas
KHUCITOTa, (hyMapoBasi KUCIIOTa, BUHHAS KUCJIO0Ta, MaJIEMHOBAS KUCIIOTA, IMMOHHAS KUCJIOTa,
acCKOpOMHOBAs KUCIIOTA, I1aBeseBas KUCIOTa, METaHCYIb(POHOBASI KUCIIOTA,

OeH30IICYIb(POHOBAS KUCIIOTA,  p-ToNyoncynbpoHoBas KMCIOTA, KaM(POPHAs KMCIIOTA.

OpuH acreKT HACTOSIIET O M300PETEHMUSI OTHOCUTCS K coemuHeHusIM (popmytsl (1), B KoTOpo#
Ak, npencrasisieT coooit -(CHy)y-.

JpyToii acreKT HACTOSIIETr0 U300peTeHUs OTHOCUTCS K coequHeHusiM ¢popmyisl (1), B
koTopoii X npencraniisieT cooor -N(R)-.

JpyToii acreKT HACTOSIIEro U300peTeHUs OTHOCUTCS K coeAuHeHusiM ¢popmyisl (1), B
koTopol X npeacrapisieT coboit -N(R)-, -CH,-N(R)-, -N(R)-CH,- unmu -CH»-N(R)-CH5-, u R
MIPEICTABIISIET COOOM IpyIITy, BEIOpaHHYIO U3 -Aky-Ary, -Aky-Ar;-Ary U -Aky-Ary-O-Ar;.

JIpyToii acrieKT HACTOSIIETrO M300peTeHUsI OTHOCUTCS K coequHeHusiM ¢popmyitbl (1), B
koTopor X npeacrapisieT codoit -N(R)-, -CH,-N(R)-, -N(R)-CHj- unu -CH,-N(R)-CH»-, R
IIPENICTABIISIET COOOM IPyIITy, BEIOpaHHYIO U3 -Aky-Ary, -AKy-Arj-Ary U -Aky-Ar-O-Ar,, u
Ak, npencrasisiet codoit -CHy-.

JIpyroi acrekT HACTOSIIEero U300peTeHUs] OTHOCUTCS K coequHeHusIM ¢hopmyisl (1), B
koTopol Ry u R, kax bl peacTaBiisieT coOO0M aTOM BOIOpO/Ia.

JIpyroii acreKT HacTOSIIEro M300peTeHHsI OTHOCUTCS K coequHeHusM Gopmyisr (1), B
koTopo# Rz mpeacrasisier codort NHj.

Jpyroi acrekT HACTOSIIETr0 U300pEeTEHUs] OTHOCUTCS K coequHeHusIM ¢hopmydsl (I), B
KoTopoW Ry 1 R kaxablit mpeacTasiser coOoi aToM BOAOPOA.

Jlpyro#t acrieKT HACTOSIIEro U300peTeHUsI OTHOCUTCS K coeauHeHusM ¢hopmyisl (1), B
KoTopoii Ry, Ry, R4 1 R5 KaxkbIil mpeAcTaBisieT co00i aToM Bo10poJa, R3 mpeacrasisier

cob6oit NH,, X mpeacrasinsier co6oit -N(R)-, -CH,-N(R)-, -N(R)-CH,- unu -CH,-N(R)-CH,-, u
R mpencrasisier coboii rpyniy, BeIOpaHHYIO U3 -Aky-Ary, -AKy-Ar;-Ary 1 -Aky-Ar-O-Ar,.

JIpyToii acrieKT HACTOSIIEero N300peTeHUsI OTHOCUTCS K coequHeHUsIM hopMyitbl (1),
YaCTHOMY ClTydaro coequHeHuit opmysr (I):

ﬁ 0
HO
Np
[ OH (1
|
Ra NH,

B KOoTOpo#i Ra mpencrasiser coOou rpymnimy, BelOpaHHyto u3 -CH,-Ar; u -CHjy-Ar-Arp, r1ie
Ar; ¥ Ary UIMEIOT oTpefiesieHus, TpuBeaeHHbIe B popmye (I).

PaBHbIM 006pa3oM 0O0BEKTOM HACTOSIIIETO U300PETEHUS SIBIISIETCS CITOCOO MOJTyYEHUS
coeauHeHuit popmyisl (1) ucxosas uz coeaunenus: popmyst (11):

Crp.: 8



RU 2729641 C2

I
Y
Ry P
R an
5
R, X R,

B koTopoii X, Ry, Ry, R4 1 R5 umeroT 3nauenus, onpeaeneHusie B popmyie (I), Y
MpEACTABIISIET COOO JIMHENMHYI0 WK pa3BeTBICHHYIO C-Cy-aTKOKCUTPYIIITY WK

0 IManKUIAMUHO, B KOTOPOM aJKMIIbHBIE TPYIIIIEI IPEACTABIISIOT COOOM IMHENHbIE UITH
pasBetBiieHHbIE C-Cy,

KOoTOpoe nojiBepratot Bzaumo/ieictauto ¢ CO(OG),, rae G mpeAcTaBIisieT COO0M 3alUTHYIO

TPYIITY JUTISl KUCIIOTHOM (DYHKIMM, TAKYIO KaK JIKWIT WIA OCH3WI, TPEAMOYTUTEIILHO TPET-
OyTHWII UK OCH3UII,
B IIPUCYTCTBUM OCHOBAHUS, C TOJTy4eHUueM coenrHeHus Gpopmyst (110):

ﬁ o)

Y

Ry P

20 Rsi[ oG (III)
R, X R,

rae X, Y, Ry, Ry u G uMeror onpeiesieHHbIE BBILIE 3HAUYCHUS,

5

KOTOPOE IOABEPTAIOT B3AUMOACHUCTBHIO, B IIPUCYTCTBUM OCHOBAHMS, C COEIMHEHUEM Br-
Akq-R'3, Tie Ak; umeet 3HaueHue, onpeaeneHHoe B popmyite (I), u R'5 mpeacrasisieT coboit

N(Boc),, Cy-N(Boc),, Cy-Ak;-N(Boc), nnu N-Boc-nunepuann-4-um,

YTOOBI MOIYYUTH coeHeHue popmyinl (IV):

25

O @)
30
Ry '~
Rs oG av)
Ak,
R[ X RZ\ v
35 3

rae X, Y, Ry, Ry, G, Ak; u R'; UM€IOT oIpeiesIeHHbIE BBILIEC 3HAYCHUS,

¢ (pyHKUMOHAIBHBIX aMUHO-, KaPOOKCH- U (POCHUHO-T'PYIIIT KOTOPOIO CHUMAIOT 3aALLUTY,
9TOOBI MOIYYUTH coenuHeHre GopmyIbl (I) Win OIHY U3 €T0 COJIel MPUCOCTUHEHHUS K
(bapMaLeBTUUYECKU TPUEMIIEMO KUCIIOTE.
40 Coenunenue popmyisl (IV) umeer o MeHbIIIEH Mepe 1Ba aCUMMETPUYHBIX LEHTPA:
ﬁ O
Y
Ry P
%

45
R '
2 R3

Huactepeonsomepbl coequaeHust Gopmyiasl (IV) MOTyT OBITH pa3/ieIeHbI C HCITOTb30BaHUEM

Crp.: 9
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XUPAJTLHOM KOJIOHKH 17151 TOJTyYEHUsI OITUYECKU YMCTBIX CoeqMHEHUI (hopMyJTb (I) onMcaHHBIM
BBIILIE CLIOCOOOM.

Howmenxkmnatypa (3aR*, 4S*, 6aS*), ucnonab3yemasi 115l MPOUM3BOAHBIX OKTaruapodocdoro
[3,4-c]mMppoIIoB, yKa3bIBa€T OTHOCUTENTbHYIO KOH(pUTrypaipo. OHa 03HAYAET, UTO COCTUHEHUE
HaXOJIUTCS B BUJIE CMECU COETMHEHMI a0COTIOTHBIX KOHUTyparmii (3aR, 4S, 6aS) u (3aS, 4R,
6aR).

OOBEKTOM HACTOSIIETO U300PETEHUS SIBIISIETCS TAKKE CIIOCOO MOJyUYEHHUsI COeTUHEHUI
dhopmynel (Ia), yacTHBIN caydai coenuaenuit popmysr (1),

ucxoms u3 coenuueHus popmysl (IVa), yactHOTO Ciryuast coequHeHuit hopmyasl (IV):

ﬁ o)
Y
~N P
[ 0G (IVa)
1
Bn N(Ga),

rae Y u G uMeroT onpeeneHus, npuseaeHHbie B hopmydie (II), u Ga npencrasiset coboi
3aIIUTHYIO TPYIITY aMUHO(DYHKIMH, TaKyIo Kak Boc,
KOTOPOE Ie0CH3UIUPYIOT, YTOOBI MOJIYyYUTh coeauHeHre ¢hopmylbl (V):

ﬁ O
Y.
P
oG (V)
N
H
N(Ga),

rae Y, G u Ga UMEIOT ONPEAEIIEHHBIE BbIIIIE 3HAYEHUS,

KOTOPOE IOABEPTAIOT PEAKUMHA BOCCTAHOBUTEIILHOIO aMMHUPOBAHHUS C aJIbJIETUIOM
dbopmynsl Rg-CHO, raoe Ry npeacrasisieT co0oit -Ary wiu -Ar-Ary, rae Ary; u Ary UMEIOT

ompeJesieHus1, mpuBeaeHHbIE B hopmydie (1), 4ToObI MoayuuTsh coeaunenue popmyisl (VI):

?I 0
Y
~p
[ 0G VD)
1
Ra N(Ga),

rae Y, G, Ga u Ra umeroT onpe/ie/ieHHbIe BbIILE 3HAUCHMS,

¢ QyHKIMOHATBHBIX AMUHO-, KapOOKCH- U (POCHHUHO-TPYIIT KOTOPOTO CHUMAIOT 3aIIUTY,
YTOOBI MOIYUUTH coeuHeHre (hopMyJbl (Ia) UM OQHY U3 €ro coJiel MPUCOEANHEHUS K
(bapManeBTUYECKU TPUEMIIEMOM KUCIIOTE.

Coenunenne popmyssl (IVa) iMeeT 1Ba aCUMMETPUYHBIX IEHTpA:

Crp.: 10
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0 0
Y I

P
[ oG (IVa)

)

Bn N(Ga),

Huacrepeonszomepsl coenuaeHus Gopmyiasl (IVa) MOTYT OBITB JIETKO pa3/IeIeHBI C
UCIIOJIb30BAHUEM XUPAIIBHOM KOJIOHKH, YTO ITO3BOJISET MTOJIy4aTh ONTUYECKU YUCTHIE
coemuHeHus hopmyIasl (Ia) ONTMCAaHHBIM BBIIIIE CTOCOOOM.

CoennHeHns: B COOTBETCTBUM C U300 PETEHUEM ITPENCTABIISIIOT cOO0i MHruouTopsl TAFIa.

Ha ocHoBanuu 3T0r0, OHU MPUTOIHBI TS TPOMUITAKTUKY UK JICYEHUSI TPOMOOTUYECKUX
COOBITHI y MALIMEHTOB, BXOAAIIMX B rpynny pucka. Mx npuMeHeHue OyaeT npeacTaBiIsiaTh
MHTEPEC JIIs1 JIEYEeHUS U MPO(PUIAKTUKU COCYIUCTBIX OCIIOKHEHUNH, OCOOEHHO CepIeUHO-
COCYIMCTBIX, JIETOUHBIX U LEPeOPOBACKYIIIPHBIX OCIIOKHEHUI, CBSI3aHHBIX C
aTepOTPOMOOTHUUECKUMHU 3a00JIEBAHUSIMH, ATEPOCKIIEPO30M, TMAOETOM, TUIIEPIUITUAEMUEH,
TUIEPTOHUEH, XPOHUUECKUMH BEHO3HBIMU 3200JIEBAHUSIMU, META00IMYECKOTO CUHIPOMA,
CBSI3aHHOT'O C OKUPEHUEM WJIM PAKOM.

CoeanHeHus coriacHO U300PETEHUIO OCOOCHHO MPUTOIHBI JJIs JIEUeHHsI, TPO(PUIAKTUKI
¥ BTOPUYHOM MPODUITAKTUKU MH(PAPKTA MUOKAP/IA, CTCHOKAPIMK, HAPYIIEHUI MO3TOBOTO
KpPOBOOOPAIIEHHS], HE3aBUCUMO OT UX IIPOUCXOXKIEHHUS (OCOOEHHO aTepOTPOMOOTUUECKHUX,
KapAMO3IMOOIMUYECKUX WK BBI3BAHHBIX (PUOPUILIALMEN TPeACepAnii), aHEBPU3M a0PThI UK
apTepuTa HUIKHUX KOHEYHOCTEH, BEHO3HBIX TPOMOO30B (OCOOEHHO y OHKOJIOTMUECKUX
OOJIBHBIX C KaTeTepHU3aNKeil) U JIETOYHON 3MOOJIUH.

DaKTOPBI COCYTUCTBIX PUCKOB U COCYAUCTHIX 3a00JIEBAHUI, TAKUX KAK TUIIEPTOHUS,
OXUpEHME, TuabeT, ceplieuHble 3a00JeBaHus, LEPeOPOBACKYIIPHbIE 3a00IeBaHUS U
TUIEPIIUITUAEMUS U, CIIEA0BATEIBHO, ATEPOCKIIEPO3 UTPAIOT OINPEAEIIEHHYIO POJIb B €HE3e
JIEMEHIIMH, TaKuX Kak 0oJie3Hb Ablreiimepa u cocyauctas aemeHius (Qiu C., De Ronchi D.
and Fratiglioni L., The epidemiology of the dementias: an update, 2007, Current Opinion in
Psychiatry, 20: 380-385). BciieactBue 3Toro COeAMHEHUsI B COOTBETCTBUM C M300pETEHHUEM
OyAyT TaKXe MPUTOIHBI IS JIEYEHUS. W/UIIU PODUITAKTUKY JEMEHLMM, TAKUX KaK OO0JIe3Hb
AdmprrefiMepa U COCyIucTast AeMEHIIUS.

TAFIa ymenbI1aeT 3HA0T€HHbIN (pubpUHOIMTHYECKUI oTeHumal. [ToaTomy coenuuenus
B COOTBETCTBUM C HACTOSIIMM U300peTeHHEM B KauecTBe MHTMOUTOPOoB TAFIa mpuroaHsl
KaK BCIIOMOTATENIbHBIE CPEACTBA Il OCTPOTO JICYEHUS] UHBEUUPYEMBIMU
(bUOPUHOIUTUYECKMMHU CPEICTBAMU, TAKUMU KaK peKOMOWHAHTHBIN tPA (Hampumep,
anpTeIuia3a, TeHeKTeIula3a, peTemiasa, 1eCMoTeI1a3a), peKoMOMHAHTHBIN uPA uiu
CTPENTOKMHA3a, KOTOPBIE UCIIOIB3YIOT B 3KCTPEHHBIX Cllyyasix (Hampumep, UHGapKT
MHOKap/ia, HapyLIEHUEe MO3rOBOIr0 KPOBOOOPAIIIEHHUS).

CoeanHeHus: B COOTBETCTBUM C HACTOSILUM U300PETEHUEM YCUIIMBAIOT AKTUBHOCTD 3TUX
UHBEKIMOHHBIX (PMOPUHOIUTUIECKUX CPENICTB, M TEM CAMBIM MPUBOJISAT K UX IPUMEHEHHUIO C
MEHBIIIUMU FEMOPPATMUECKUMU U HEHPOTOKCUYECKUMHU PUCKAMMU (CHUKEHHUE UX JT03BI U,
CJIeI0BATEIbHO, YMEHBIIIEHHE UX TTOOOYHBIX 3((HEKTOB).

HacTrosmiee n3o6pereHue Takke OTHOCUTCS K (papMaleBTHUECKAM KOMITO3HILHSIM,
cozepkaluM coequHeHne popmyisl (1), B KOMOMHALMM C OTHUM WJIM HECKOJIbKUMMU
WHEPTHBIMU, HETOKCUYECKUMHU, (papMaLEBTUUECKH ITPUEMIIEMBIMU HATIOTHUTEISIMU UJIHU
HOCUTEJISIMU.

Crp.: 11
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[TpuemnemMast 103MpPOBKA BaApbUPYETCS B 3aBUCMMOCTH OT BO3pacTa U Beca IMalKEHTa,
crioco0a BBEACHUS, TPUPO/IbI U TSHKECTU PACCTPOMCTBA, a TAKXKE OT JII0OOTo
aCCOIMMPOBAHHOTO BH/IA JISUEHUS U KojiebeTcs B uHTepBaje ot 0,5 1o 1000 M 3a OAWH WU
HECKOJIbKO IPUEMOB B CYTKH.

Cpenu papmaneBTUUECKUX KOMITO3UIMI B COOTBETCTBUU C U300pPETEHUEM, B YACTHOCTH,
MOTYT OBITh YIIOMSIHYTBI TAKKE, KOTOPBIE SBIISIOTCS IIPUEMIIEMBIMU JIJISI IEPOPATTBHOTO,
MMapeHTEPATbHOTO (BHYTPUBEHHOT'O, BHYTPUMBIIIEYHOTO WJIU MTOJIKOKHOTO), YPECKOKHOTO
WJIM TPAHCKYTAHHOT' O, HA3aJIbHOTO, PEKTAJILHOIO, ITOABA3BIYHOIO, OKYJIIPHOT'O WUJIX
PECIIMPATOPHOTO BBEICHUS], 4 UMEHHO TaOJIETKH WU JPAXe, MOIbsI3bIUHbIE TAOJIETKHY,
KariCyJibl, TBEPABIE XKEIATUHOBBIE KAIICYJIbI, CYIIIIO3UTOPUH, KPEMBI, Ma3H, I€pMaJIbHbIE €Y,
VHBELUPYEMBIE WITA IIPUTOJHBIE U151 IIUThS MIPENAPATHI, A3PO30JIH, [JIA3HbIC KAIUIU U YIIHbIE
KaIUIy.

B cooTBeTcTBUMM C OJTHUM ACTIEKTOM HACTOSIIETO U300 peTeHus, (papManeBTUIECKast
KOMITO3UIUS TPEICTABIISIET COOOM MHBEKIIMOHHBIN MTpenapaT /It BHYTPUBEHHOTO BBECHUSI.

B cooTBeTcTBUM C IpyTUM ACHIEKTOM HACTOSILEr0 U300peTeHUs, (papManeBTUUecKas
KOMIIO3UIMS TIPEJICTABIISIET COOOM TAOJIETKY JIsl IEPOPATLHOTO BBEICHUS.

ITomumo coequnenus hopmyibl (I), TabeTKU B COOTBETCTBUU C M300PETEHUEM COIePKAT
OJIVH UJIM HECKOJILKO HAITOJTHUTEJEH UIIK HOCUTEIIEH, TAKMX KaK pa30aBUTEIH, CMa3bIBAIOIIINE
BELLECTBA, CBS3YIOLIME BEIIECTBA, CPEACTBA, CIIOCOOCTBYIOIIME pacnaay, abcopOupyroiue
BEILIECTBA, KPACUTENH, IIOJACITIACTUTEIIHN.

B xauecTBe nmpuMepa HAOJTHUTENIEH UIM HOCUTEIIEW MOXKHO MPUBECTH:

- B KauecTBe pa3baBUTENIE: TaKT03a, JEKCTPO3a, caxapo3a, MAHHUT, COPOUT, LEJUTI0N034,
[JIMLEPUH,

- B KAUYE€CTBE CMa3bIBAIOIIMX BEIIECTB: JBYOKUCHh KPEMHMS, TAIIbK, CTEAPUHOBAS KUCIIOTA
Y €€ COJIM KaJIbLIUSI U MAaTHUS, IIOJIMITUIICHTJIMKOJIb,

- B KAUECTBE CBA3YIOIIMX BEIIECTB: CUJIMKAT AJIIOMUHUS U MATHUSA, KpaXMaJl, )KeJIaTUH,
TparakaHTOBasi KaMe/lb, METUIILEIUII0N03a, KAPOOKCUMETUIILEIUTIONO03a HATPUS U
MMOJIMBUHWITIMPPOJIUIOH,

- B KA4eCTBE CPEJICTB, CIIOCOOCTBYIOIIUX pacHay: arap, aJbIMHOBAs KUCIOTA U €€
HATPUEBBIE COJIU, LIUITYUYUE CMECH.

[TponeHTHOE COMIEpkaHKe aKTUBHOTO BettiecTBa (hopmyitbl (I) B TaOlIeTKE MPEAIIOUTUTETEHO
cocraBiseT oT 5 1o 50 Bec. %

B cooTBeTcTBMM C OTHUM ACTIEKTOM HACTOSIIEr0 U300peTeHus, coenunerre popmysr (1)
COTJIACHO HACTOSAILIEMY U300PETEHUIO BBOAST B COUETAHUU C PUOPUHOIIUTUUECKUM CPEJICTBOM,
B UaCTHOCTU UHBEKIIMOHHBIM (PUOPUHOIMTUYECKUM CPEJICTBOM, TAKUM KaK PEKOMOWHAHTHBIM
tPA (HampuMep ayibTer1a3a, TEHEKTeI1a3a, peTeria3a Uil IeCMOTeI1a3a), pPeKOMOMHAHTHBIN
uPA WM cTpenTOKKMHA3a, WK C AHTUKOATYJIMPYIOIUM CPEICTBOM, TAKUM KaK, HAIIPUMED,
BapdapuH, 1aburaTpaHa 3TeKCUIaT, puBapoKcadaH.

BBenenue B KoMOMHAIMK MOKET OBITH OCYIIECTBJIEHO B pOpME OJTHOBPEMEHHOTO WU
MTOCJIeIOBATEIBHOTO COBMECTHOTO BBEACHMSI IBYX OTIEIBHBIX (hapMaleBTUUECKUX
KOMITO3UIMM, KaXK/1as U3 KOTOPBIX COJEPKUT OJTHO U3 AKTUBHBIX BEIIECTB (CBOOOIHAS
KOMOWHAIUS), WK B BUJIE BBEACHUS (PUKCUPOBAHHOM KOMOMHAIIMY U3 IBYX AaKTUBHBIX BEILIECTB
B TIIpe/ieIaX OHOM U TO ke (hapManeBTUIECKOM KOMITO3ULIUH.

CoracHO OJTHOMY acCIeKTy HACTOSIIEero u3o0perenus, coequHenue popmyssl (I) BBOAST
B (popMe MHBEKIIMOHHOTO TIpernapara, B CBOOOTHOM KOMOWHAIMK C HHBEKITMOHHBIM
[penapaTom ajibTeriasa.

B cooTBeTCTBUM € IPyTUM aCIIEeKTOM HACTOSIIEro n3oopetenust coenunenue opmyss (1)
BBOJISIT B (hopMe UHBEKIIMOHHOTO TIperaparTa, B CBOOOHOM KOMOMHAIMM C MHBEKIIMOHHBIM

Crp.: 12
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MpenapaToM TEHEKTerasa.

ITpuBeneHHbIE HUXKE TPUMEPBI MOSICHSIOT HacTosiIee n300peTeHue. CTPYKTYpbl ONMCAHHBIX
B [IPUMEPaX COCIMHEHUM ObLIIM OMPE/IETIeHbl B COOTBETCTBUU C OOBIYHBIMU
CHEKTPOPOTOMETPUUECKUMU METOIUKAMU (MH(DpaKpacHOE U3ITyYeHHE, IIePHO-MAaTrHUTHBIN
pEe30HAaHC, MaCC-CIIEKTPOMETPHS).

CoxkpalieHust

AcOEt: stunanerat

AIBN: a300MCcH300yTUPOHUTPUIT

JAXM: muximopmeraH

JDA: nustrimamMua

DIBAIH: ruapua quu300yTUIATIOMUHUS

DMAP: nuMeTuIaMUHONIMPUINH

DMEF: numetundopmamug

AMCO nm AMCO: numeTuncybhoKCusI

OII: onTuyeckas IIOTHOCTh

EDTA: sTijIeHAMaMUHTETPAYKCYCHASL KACIIOTA

9KB.: MOJISIPHBIN 9KBHUBAJICHT

HMPA: rekcametundochop-amu

B2XXX: BoicoKO3(DDeKTUBHAS KUIKOCTHAS XpOMATOT padust

HK: undpakpacHoe uznydeHue

LDA: qun3onponuiamMul TUTUS

LiHMDS: rekcaMeTUIIMCHIIa3aH JIMTUSI UITA OUC(TPUMETUIICUITUIT)aMUJ] JIUTHUS

MTBE: metun-Tpet-0yTrinoBblit 3pup

BC: BpamarenbHasi ctocOOHOCTh

SIMP: sinepHbIli MATHUTHBIN pe30HAHC

TAFla: akTHBUPOBaHHBIN HHTUOUTOP (PUOPUHOTN3A, AKTUBUPYEMbBIN TPOMOMHOM

TEA: TpusTAIIaMUH

TDV: TpudTopyKkcycHast KUCIOTa

TI'®: rerparunpodypan

TMC: TpUMETHUICUIIUATT

tPA: TKaHEBBIN aKTUBATOP IUIA3MUHOT€HA

uPa: ypOKHMHA3HBIN aKTUBATOP IJIA3MUHOT€HA WM TAKOBOW YPOKMHA3HOTO TUIA

Xantphos: 4,5-6uc(mupenundochuro)-9,9-mMMeTHIKCAaHTEH

Cnioco6 ocyiiecTBiieHUs cMHTe3a O0KOBBIX Liernel - Metoauku I, J, K (mpomexxyTouHble
coenuHenus 204-212)

>Loj)\ ch)*oJ< e —— 0o

N AMOA

MpomexyTouHoe coeauHenve 204

Meronuxka I:

K pactBopy nu-Tper-6ytuna umuHoaukapookcunarta (20 r, 92 mmoreit) B 1 1 IM®DA nog
atMocdepoii aproHa v mpu TeMIiepaType oKpyxaroie cpeibl 100aBISIOT TOPIHUOHHO
kapooHat ne3us (60 r, 184 mmorei, 2 3kB.). MHTEHCMBHOE IepeMeIIMBaHUE TPOJOIKAIOT B
teueHue 1 4. nepea nobdasienuem 1,4-mudpomoOyTan (99.2 r, 459 mmorei, 5 3kB.). Uepes 24
Y. PU TEMIIEpAType OKPYKAIOIIEH Cpe/ibl, PEAKIIMOHHYIO CMECh (PUIIBTPYIOT Yepe3 UEIUT U

Crp.: 13
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KOHIIEHTPUPYIOT IOJI CHUKEHHBIM J1aBiieHueM. [1o1yueHHbIN OCTaTOK OUMIIAIOT (hIdIII-
XxpoMaTorpaduen Ha CUIMKareie, MpUMEHsIS B KA4eCTBE JTI0eHTa TpaaueHT rentan/AcOEt
(100% 1ipm 90:10). [TpomexxyTounoe coenrenue 204 (26.1 r, 74.1 Mmoel) NOIy4aroT B BUAE
OecIBETHOI'O Maciia ¢ BbIX010M 81%.

[TpomexxyTouHoe coenuenue 204

O
>(0JLN/\/\/Br
(o] (o]

SIMP 'H: (CDCl3, 400 MTI'n) 6 3.60 (t, 2H), 3.42 (t, 2H), 1.87 (kBuUHT., 2H), 1.73 (KBUHT.,
2H), 1.51 (s, 18H).

UK: 1790-1744-1693 cm™! (C=0), 1125 em™! (C-0).
[TpomexxyTounoe coenuuenue 205

o)
>(0J\N/\/\Br
oo

ITpomexxyTouHoe coenruenue 205 monydaroT ucxods u3 1,3-qaubpommnporniana B
COOTBETCTBUM C OITMCAHHOM BBIIIIE METOIMKOI 1.
[TponykT BbIAEHSIOT B BUE OeciBeTHOTO Macia (24.7 r, 73.0 mmoseit) ¢ BBIXoaoM 79%.

SIMP 'H: (CDCl3, 400 MTI'n) 6 3.6 (m, 2H), 3.5 (t, 2H), 2.05 (xBUHT., 2H), 1.51 (s, 18H).
UK: 1791-1744-1693 cm™! (C=0), 1125 em’! (C-0).

[TpomexyTouHnoe coenmuenue 206
O

>(O/ILN/\/\/\B|'
o/ko

ITpomexyTouHoe coenuHenue 206 MoyyaroT UcXoas U3 1,5-1nopomMneHTaHa B
COOTBETCTBHUU C OIIMCAHHON BBIIIIE METOIUKOM L.
[TpoaykT monyyaroT B BUje OecuBeTHOro macia (27.9 r, 76.2 mmoreit) ¢ BeixogoM 83%.

SIMP 'H: (CDCl3, 400 MTI'n) 6 3.60 (t, 2H), 3.40 (t, 2H), 1.90 (m, 2H), 1.60 (m, 2H), 1.45
(m, 2H), 1.50 (s, 18H) yacr. Ha MJIH.

HMK: 1740, 1693 (C=0), 1787 om! (C=0 cmabasn).
ITpomexyTouHoe coenunenue 207

o)
><OJLN/\/\/\/BR‘

0" "0

ITpomexxyTounoe coenruenure 207 MoydaroT ucxoas u3 1,6-muopoMrekcana B COOTBETCTBUM

Crp.: 14
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C OIIMCAaHHOM BbIllIe METOOUKOM .
SIMP 'H: (CDCl3, 400 MTI'n) 6 3.58 (t, 2H), 3.40 (t, 2H), 1.89 (m, 2H), 1.65-1.25 (m, 6H),

1.45 (m, 6H), 1.51 (s, 18H) yact. Ha MJIH.
Metonuka J
ITpomexxyTouHnoe coenuuenue 208

>(0J:i/o\©/\sr
A

K 60%-oti cycrien3uu NaH (0.682 r, 17 mmonei, 1.5 3kB.) B cmecu u3 TI'® (25 mim) u AIMDA
(3 MJI) 11OJT aprOHOM M ITPU TEMIIEPATYPE OKPYKAIOUIEH CPe/ibl, MOPLUOHHO JOOABIISIOT TPET-
OyTui uMMHOAUKapOokcunar (2.47 r, 11.37 mMoreti, 1 9kB.). Peakiimonnyto cpeay
MEPEMELIUBAIOT IIPU TEMIIEPATYPE OKPYKAIOLIEH CPEIbl B TE€YEHUE 15 MUHYT, 3aTEM
oxJaxaaroT 10 45°C B TeueHue 45 MUHYT. DTy CYCIIEH3UIO 3aTeM JTOOABIISIIOT K paCTBOPY
1,3-mubpommernnidbensona (3 r, 11.37 mmoneit, 1 3kB.) B TT'® (100 mir). [TepemernuBanue
OCYIIECTBIISIOT IIPU TEMIIEpATYpe OKpYyXkKarolel cpeapl B TeueHue 16 4. CMech THAPOIU3YIOT
o karisM ¢ 10%-bim pactBopom NH4CI (100 mit). Opranndeckyto ¢a3y 3KCTparupyroT

nocpenctBoM AcOEt (2x50 mun), mpoMbIBarOT HackIeHHBIM pacTBopoM NaCl (50 mi1) v cyat
HaJax MgSO, PacTBopuTenb BBITAPUBAIOT I1OJI CHU)KEHHBIM JABJICHUEM, U HEOUMILICHHBIN

MPOJIYKT OUMINAIOT (hJIdII-XpoMaTorpadureit Ha CUIIMKarese, TpUMEHsISl B KAUeCTBE TIOCHTA
rpaaueHt rentad/JA XM (50:50 no 100%). ITpomexxyTouHnoe coenunenue 208 (2.07 r, 5.17
MMOJICH) TTOJIy4aroT B BUAE OECIBETHOT'O Maciia C BEIX010M 45%.

SIMP 'H: (AMCO-dg, 400 MTI') 6 7.33 (d, 2H), 7.3 (sl, 1H), & 3.15 (t, 1H), 4.70 /4.68 (2s,
4H), 1.40 (s, 18H).

UK: 1790-1747-1699 cm’! (C=0), 1224-1143-1110 om! (C-0-0), 854-781-699 em! (CH-
Ar).

MC: m/z 422 [M+Nal].

ITpomexxyTouHnoe coenmuenue 209

ITpomexxyTounoe coearuenue 209 momyyaroT ucxods u3 1,4-auopoMMeTUIOeH301a B
COOTBETCTBHUU C OIIMCAHHOM BBIIIIE METOJUKOM J.
[TonyuaroT TBepoe BemecTBO Oestoro ngeta (2.02 r, 5.05 Mmosieit) ¢ BIxoaoM 44%.

SIMP 'H: (IMCO-dg, 400 MT'w) & 7.40 (d, 2H), 7.20 (d, 2H), 4.69 (2s, 4H), 1.39 (s, 18H).
UK: 1767-1693 cm™! (C=0).
MC: m/z 343 [M—C4H8].

Metoauka K
ITpomexyTounoe coenuuenue 210

Crp.: 15
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yauad

A

o” "0

K pactBopy 2-amuno-5-metuimupuausa (25 r, 230 mmouei) B JIXM (450 mun) nipu 0°C
o1 atMocdepoit aprona J0O0aBJISIOT MO KAIUISIM JUU30IPONMIITHIAMUH (59.34 T, 462
MMOJIEH, 2 9KB.). 3aTeM 100aBISIOT 1O KaruisiM pactBop (Boc),O (125.5 r, 575 mmoueit, 2.5

3KB.), 32 KOTOpbIM cieayet N,N-nquMmetunamMuaonupuavH (28.1 r, 230 mmouen, 1 3KB.).
PeakumonHyo cMech iepeMelMBaoT 15 4. mpu TeMIiepaTtype OKpysKarolei cpeabsl. Boanyto
a3y sxcrparupyroT nocpenctBoM AcOEt (2x400 mit). Opranndeckue pa3pl 0ObEAUHSIOT,
npombIBatoOT 10%-biM pacTBopoM NH4Cl (400 mir), HaceieHHBIM pactBopoM NaCl (400 mun),
10%-p1m pactBopoM NaHCO3 (400 Mi1) M B 3aK1r04eHKE HAChIIEHHBIM pacTtBopoM NaCl (400
Mmi). Opranuueckyto ¢azy cymat Hajg MgSOy, M paCTBOPUTEIH BBINAPUBAIOT 10T CHUKEHHBIM

nasjieHreM. [1oyueHHBIN OCTaTOK OUMIIAIOT (JIdII-XpoMaTorpadueil Ha CUITMKarere,
MIpUMEHSIS B KauecTBe antoeHTa rpaaueHT rentad/AcOEt (90:10 pu 75:25). [IpomexxyTouHoe
coeaunenue 210 (32.78 r, 106.3 MMoJieit) moay4aroT B BUI€ O€CIIBETHOTO Maciia C BBIXOJIOM
46%.

SIMP 'H: (400 MTI'y, CDCI3) & wact. Ha MutH. 8.3 (s, 1H), 7.75 (dd, 1H), 7.1 (d, 1H), 2.3 (s,
3H), 1.45 (s, 18H)

WK: 1742-1707 em™! (C=0).
[TpomexxyTounoe coeauuenue 211

I LT

0”0

K pactBopy npomexxytounoro coeaunenus 210 (3.08 r, 10 Mmouteit) u N-OpOoMCYKITMHUMUT
(1.87 r, 10.5 mmonneit, 1.05 3xB.) B CCly (50 M) no6asnsitor AIBN (0.164 1, 1 MMouteit).
PeakumonHnyto cpely KUIATAT ¢ OOpATHBIM XOJIOAMIBHUKOM B TeueHue 20 4. [Tocrme
JIOCTUKEHUSI TEMIIEPATYPBI OKPYIKAIOIIEN CPEABI, HEPACTBOPUMBIE BEILIECTBA
OT(GUIBTPOBBIBAIOT U GUIBTPAT KOHIEHTPUPYIOT O] CHUKEHHBIM AaBiieHueM. Ocagox
OYMILIAIOT UIdLI-XpoMaTorpaduel Ha cuMKaresie, IpUMEHsIs B KAUECTBE ATIOEHTA IPAUCHT
JAXM/AcOEt (o1 99:1 1o 95:5). [Tpomexyrounoe coeaunenue 211 (2.15 r, 5.56 mmoriett)
MOJIy4aroT B BUJI€ TBEPJOr0 BEUIECTBA OEI0T0 BETA C BHIXOJAOM 56%.

SIMP 'H: (400 MT'u, CDCI3) & wact. Ha min. 8.55 (d, 1H), 7.75 (dd, 1H), 7.3 (d, 1H), 4.45
(s, 2H), 1.45 (s, 18H)

WK: 1753-1743-1710 em™! (C=0).
[TpomexyTounoe coearuenue 212

Crp.: 16
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ITpomexxyTouHOE coenrHeHne 212 monyyaroT UCXOA U3 2-aMUHO-4-METUIIIMPUIMHA B
COOTBETCTBUM C ONUCAHHOM BbIllle MeTOAUKOM K.

SIMP 'H: (400 MT'u, CDCI3) & uact. na min. 8.48 (d, 1H), 7.3 (d, 1H), 7.22 (d, 1H), 4.4 (s,
2H), 1.45 (s, 18H)

WK: 1788-1755-1724 cm™! (C=0).
Metoauka A - cuHTe3 mpumepoB 1-19.
s Cramus Al

¢

(]
O/

~p
m=o0t10n04
K pactBopy pochoproBaTucTolM KUca0ThI (7.42 1, 112 MmMorteit, 1.0 3KB.) B allETOHUTPUIIE
(160 MuT) TIOZT apTrOHOM U TIPU TEMIIEPATyPe OKPYKAIOIIEH CPeIbl JOOABISIOT
TETPAITUITIOPTOCUIIMKAT (25 M1, 112 Mmorter, 1.0 5kB.). PeaKqMOHHYIO CMECh KUITSITAT C

0OpaTHBIM XOJIOAWIBHUKOM B TeueHue 2 4. 30 MHH., 3aTEM OXJIAXKIAIOT JO TeMIIEpATyPhI
OKpy>karowen cpenbl. 3atem no0asisitot OpomanikeH CHy=CH-(CH»),,,,»-Br (0.5 3kB.), Pdydbas

10

25

(0.769 1, 0.84 mmouteii) u Xantphos (0.356 T, 0.62 MMoJI€l), U pEAKIUOHHYIO CMEChH KUITSITST C
00paTHBIM XOJIOAWIFHUKOM B TeueHue 18 4. 3ateM pacTBOp GUIBTPYIOT HAa (GUIBTPOBATIBHON
Oymare npu TeMIepaType OKpyKarouel cpe/ibl, U KOHIEHTPUPYIOT MO]T CHUKEHHBIM
nasjeHreM. HeouunieHHbIN MPOIyKT OUMIIAIOT (I3iI-xpomMaTorpadueit Ha KOJIOHKE C
CUJIMKaresieM ¢ mpuMeHeHreM rpaaueHTta rerntan/AcOEt B kauectBe amtoeHTa. CoelMHEHUE
u3 craauu Al moyryyarot B BUJE Maca.

Cramug A2

35 <

30

40

m =0T 0 104

K pacrtBopy, nerazupoBaHHOMYy aproHoM B TeueHHe 30 MUH., COeTMHEHUS U3 cTaauu Al
(233 mmoneit, 1 3xB.) B TT'® (870 mur) nipu -78°C mobaBnstoT 1o karwisiM pactBop LiHMDS
nipu 1,06M/TT® (220 mi, 1.0 3xB.). [Tocie nodaBieHus, peaKIMOHHYIO CMECh IEPEMEIITUBAIOT
MIpU TeMIIepaType OKpykarolei cpesibl B TeueHue 2 4. 30 MUH. 3aTeM peakiuio racsT Mpy
0°C mocpenctBoM 1o00aBiIeHUsT BOJHOTO HachleHHoro pactBopa NaCl (870 mi). ITocre
sKcTparupoBanus sTuanetatoM (3x800 Mir), opranndeckre Gpazbl 00bEAUHSIOT, IPOMBIBAIOT

45
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HacbleHHbIM pacTBopoM NaCl, cymiat Hag MgSO,4 nepe KOHUEHTPUPOBAHUEM 11O

CHWKEHHBIM JaBiieHueM. HeouumieHHbIi NPOAYKT 3aTeM ouniatoT Gusli-XxpomaTorpadueit
HA KOJIOHKE C CUJIMKATreJIeM, IPUMEHsIS B KauecTBe amtoeHTa cmech JIXM/EtOH 95:5.
Coenunenue u3 ctaauu A2 rojgy4yaroT B BUJIE Macia.

Craausa A3

<) (0]
O‘\\p/
o/\@
m

m=0-4
K pactBopy coequnenus u3 craauu A2 (8.5 mmorett, 1 3kB.) B TT'®D (20 mur) ipu -70°C u
B IIOTOKE aproHa, 1ooasistoT LDA (6.4 mit, 12.8 mmoreit, 1.5 3kB.). [lepememmBanue
MPOAOJIKAIOT B TeueHue 20 MUH. 3aTeM 100aBIISIOT MO KAIUISIM pacTBOP AMOEH3UIKapOoHaTa
(2.88 1, 11.9 mmoneit, 1.4 2xB.) B TT'® (11 mur). Cmech nepeMenmBaroT 45 MUH., 3aTeM
OCYIIECTBIISIOT BTOpoe gooasienue LDA (6.4 mi, 12.8 mmoseit, 1.5 3kB.). PactBop
nepeMenuBarT B TedeHue 2 4. nmpu -70°C. 3aTem g06aBistoT 1o kamisMm pactsop NH,4CI

npu 10% (60 mu), moaaepKuBasi TeMIepaTypy peakuponHoi cmecu mpu -70°C. I1ocne atoro
no6aBnsaoT AcOEt (20 Mi1), 1 peaKIMOHHYIO Cpe/ly MTOCTETIEHHO JOBOAST /10 TEMIIEPATyPhl

OKpyXarolleu cpeibl. PeaKMOHHYI0 CMeCh 3aTeM IKCTparupyroT mpu momoiu AcOEt (2x80
mi1). Oprannyeckue pasbl 00beIUHAIOT U cymaT HaJg MgSO,, GUIbTPYIOT U KOHIEHTPUPYIOT

T10JT CHVDKEHHBIM JlaBjieHreM. HeouuIeHHbIN MPOIyKT OUUIIAIOT (IdII-XpoMaTorpadueit
Ha KOJIOHKE C CUJIMKATEJIEM, IIPUMEHS B KauecTBe 31toeHTa rpajaueHT X M/EtOH.
CoenuHenue u3 craaud A3 moJjiy4aroT B BUAE Macia.

Cramus A4

m N(Boc),

m, Ak, onpezeneunt kak B gopmye (I)

K 60%-oi1 cycniensur NaH (0.448 1, 11.14 mmouett) B 5 M1 IMCO mpu 10°C 1 1101 aproHowm,
MOCIIeI0BATEILHO JOOABIISIOT PACTBOP MIPOMEKYTOUHOTO coetuHeHus 204-212 (7.65 MMoreit,
1.12xB.) B 8 Mu1 JIMCO, 3aTem, o KarisiM, pacCTBOP COeTUHEHUS U3 cTaauu A3 (6.96 MmmoJiel,
1 2xB.) B 5 Mi1 JIMCO. B koHIIe 100aBIEHUS, peaKIMOHHYIO CMECh JOBOJISIT JI0 TEMIIEPATYPhI
OKPYXAIOLIeH Cpelibl U NepeMEeIMBaOT B TeueHue 3 4. O0paboTky ocymecTBisitoT npu 0°C,
nob6assis 10%-it NH4Cl1 (100 mut) 3atem AcOEt (100 mn). [Tocre orcrauBanusi, BOJHYIO a3y

3KCTparupyioT noBTopHo npu nomoriu AcOEt (2x80 mit). Oprannueckue Gpa3bl 00 beAUHSIOT,
IIPOMBIBAIOT IMMOCPEACTBOM HAChIIIEHHOTO pacTBopa NaCl (2x80 mu), cymat Hajg MgSQOy,

(UITBTPYIOT U KOHIEHTPUPYIOT IO CHKEHHBIM JaBJieHUeM. HeouunIeHHbIN MPOIyKT
OUHMITIAIOT (PIIAII-XpoMaToTpadreii Ha KOJIOHKE C CHITMKATeJIeM, IPUMEHSS B KAUeCTBE JITFOCHTA
rpaaueHT JIXM/EtOH. Coenmunenue u3 ctaanu A4, cMeCh TMaCTEPEOM30MEPOB, ITOIYyUAIOT B
BHE OECIBETHOTO Macia.

Cramug A5

Crp.: 18
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OoH O
0x../

P
0
A
M NH, gy

m, Ak, onpesenensl kak B opmyne (1)

K pactBopy coenunenus u3 craauu A4 (0.683 mmoreit, 1.0 sxB.) B JIXM (30 mu) mpu 0°C
Y TIOJ apTOHOM, JOOABJISAIOT MO KariaM opoMrpumetuicuiat (0.721 mi, 5.47 mmoueit, 8
9kB.). CMech nepememmBarot 20 4. pu TEMIEpATYpe OKpYyXkKarolei cpenbl. BolltapuBanue
OCYILIECTBJISIFOT I10]] CHUKEHHBIM JIABJIIEHUEM, 32TEM CMECh BBIIIAPUBAIOT 10CYXa HA JJOIACTHOM
Hacoce B Teuenue 30 muH. CMech pecycnenaupyotr B MeOH (30 mut), nepemenivBaioT B
TeyeHue 30 MUH, 3aTEM BBIIIAPUBAIOT 10l CHUKEHHBIM JIABJIEHUEM U JOCYXa Ha JIONIACTHOM
Hacoce B Teuenue 30 muH. CMech cHOBa pecycnieHaupyoT B MeOH, nepemermBaor, u
BBIIIAPUBAIOT. DTY ONEPALMIO BBITOJIHAIOT B TpeTuii pa3. CoenrMHeHre u3 ctaauu AS moyyaror
B BU/JIE COJIM OPOMIMAPATA U UCIIOJIb3YIOT HEMTOCPEACTBEHHO B CIIEAYIOLIEH peaku
TUIPUPOBAHUS.

Cranust A6 - ITpumepsr 1-19

K pactBopy coenunenus u3 ctaguu A5 B MeOH (15 mn), no6asnsitot 10%-b1it Pd/C (10
MoJIb. %). CMech nepemenMBaioT B TeueHue 18 u. mox armocepoit Hy mpu temmnepatype

okpyxaronieii cpenpl. Katanuzatop oThuinbTpoBbIBatOT Ha ¢ppuTTe oT Whatman. @uibTpat
BBITIapuBaIoT Aocyxa. K cerpomy mpoaykty mo6asistot 12 3xkB. TOY. [IpoaykT ouniarot
dsi-xpomarorpadueit Ha oOpateHHoi gase ¢ koroHkoi RP18, ucnionb3ys rpaauent H,O/

MeCN/T®YV B kauectBe anmtoeHTa. [Toce nuodunmuzanuu, neneBoii npoayKT (mpumMepsl 1-19),
conb TOVY, nonyyaroT B BU€ TMIPOCKOIMUYHOTO TBEPIOTO BEIleCTBA OEJIOTo LBETA.
I[TPUMEP 1: 2-(3-AmuHonporin)- 1 -Tuapokcu- 1 -okco- 1-hocdoman-2-kapOdoHOBas KMCIIOTA,
TpudTOpanerat
[Tpumep 1 momydaroT UCXOAS U3 MPOMEKYTOUHOTO coeuHeHNs 205 B COOTBETCTBUH C
OIUCAHHOM BBIIIIE METOIUKON A.

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha miH. 12-11 (sl, 1H), 8.3-7.3 (sl, 3H), 2.8 (q,
2H), 2.25 (m, 1H), 1.9 (m, 1H), 1.8-1.4 (m, 8H)

ESI/FIA/HR u MC/MC: ESI+/-: akcTpakt: [M+H]+=222.1

DnemeHTapHbii aHamuz: C=35.39(35.83); H=5.44(5.11); N=4.60(4.18)

I[TPUMERP 2: 2-(4-AMuHOOYTHI)- 1 -THAPOKCH-1-0KCO-1-hocdonan-2-kapOOHOBas KUCIIOTA,
TpudTOopaneTrat

[TpuMep 2 momydaroT UCXOAS U3 MPOMEKYTOUHOTO coeuHeHns 204 B COOTBETCTBUM C
OITMCAHHOM BBIIIIE METOAUKOM A.

SIMP 'H: (400 MT'y, AMCO-d6) 6 uact. Ha mutH. 12.5 (sl, 1H), 7.75 (sl, 3H), 2.8 (q, 2H),
2.21-1.6 (m, 2H), 1.9-1.35 (m, 2H), 1.8-1.5 (m, 6H), 1.6-1.2 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=236.1041 (236.1051)

DneMmeHTapHbIl aHanu3: C=38.94(37.83); H=5.81(5.48); N=4.50(4.01)

I[TPUMEP 3: 2-[(6-AMuHOTIMPUAWH-3-UIT)METHI |- | -THIpOKCH- 1 -0kco-1-hocdhonan-2-
KapOOHOBAs KUCTIOTA, TpU(TOpaLeTaT

[Tpumep 3 momy4daroT UCXOAS U3 MPOMEKYTOUYHOTO COeAMHEHNS 211 B COOTBETCTBUM C
OIIMCAHHOM BBIIIIE METOIUKON A.

SIMP 'H: (400 MTI'u, AMCO-d6) & uacr. Ha muiH. 13 (sl, 2H), 7.9 (sl, 3H), 7.7 (m, 2H), 6.85
(d, 1H), 3.2 (m, 1H), 2.7 (m, 1H), 2.05 (m, 1H), 1.85-1.5 (m, 5H)
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ESI/FIA/HR u MC/MC: [M+H]+=271.0842 (271.0847)

DOnemeHTapHbiit aHanmuz: C=41.20(40.64); H=4.52(4.20); N=8.06(7.29)

ITPUUMEP 4: 2-(5-AMuHOIIEHTHI)- | -TUAPOKCH- 1 -0KCco-1-(hocdonaH-2-kapOoHOBas KMCIOTA,
TpudTOpanerat

[Tpumep 4 moTy4aroT UCXOIS U3 TPOMEKYTOUHOTO coeTuHeHUsT 206 B COOTBETCTBUM C
OTTMCAHHOW BBIIIIE METOIUKOMN A.

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha MmitH. 12.5 (sl, 1H), 2.78 (m, 2H), 1.8 7o 1.4 (m,
4H), 7.68 (sl, 3H), 2.22/1.65 (m, 2H), 1.98/1.3 (m, 2H), 1.52 (t, 2H), 1.4 1o 1 (m, 4H)

ESI/FIA/HR u MC/MC: [M+H]+=250.1209 (250.1208)

DneMeHTapHbId aHau3: C=39.69(39.68); H=5.91(5.83); N=4.37(3.86)

I[TPUMERP 5: 2-(3- AMunonponun)- 1 -Tuipoxcu- 1-okco- 1 -pochunan-2-kapOOHOBAs KUCIIOTA,
TpudTOopanerat

[Tpumep 5 monydarOT UCXOIS U3 IPOMEXKYTOYHOTO COeAMHEHUS 205 B COOTBETCTBUU C
OIMCAHHOW BBIIIIE METOAUKOM A.

SIMP 'H: (400 MT', AMCO-d6) & uacr. Ha M. 13.0 (s, 1H), 7.73 (sl, 3H), 2.77 (m, 2H),
1.93-1.66-1.44 (3%(m, 2+10H)

ESI/FIA/HR u MC/MC: [M+H]+=236.1051 (236.1051)

OnemeHTapHbiit aHanmuz: C=38.07(37.83); H=5.85(5.48); N=4.11(4.01)

ITPUUMEP 6: 2-(5-AMuHOIIEHTHIT)- 1 -TUApOKCH- 1-0Kco-1-(hochuHaH-2-KapOOHOBas KUCIIOTA,
TpudTOopanerat

[Tpumep 6 MOTy4aIOT UCXOIS U3 TPOMEKYTOUYHOTO coerHeHus1 206 B COOTBETCTBUH C
OTTMCAHHOW BBIIIIE METOIUKOMN A.

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha MiH. 7.65 (sl, 3H), 2.75 (m, 2H), 1.9 (m, 2H),
1.0-1.85 (m, 14H)

ESI/FIA/HR u MC/MC: ESI+/-: akcTpakT: [M+H]+=264.1

OnemeHTapHbIi aHanu3: C=40.84(41.39); H=5.66(6.14); N=3.76(3.71)

I[TPUMEP 7: 2-(4- AmurOoOyTHN)- | -TUIpOKCH- 1 -0KCO- 1 -hochuHaH-2-KapOOHOBAS KUCITOTA,
TpudTOpanerat

ITpumep 7 momy4daroT UCXOAS U3 IIPOMEKYTOUYHOTO coeuHeHns 204 B COOTBETCTBUM C
OIMMCAHHOM BBIIIE METOAUKOMN A.

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha MuH. 7.68 (sl, 3H), 2.78 (m, 2H), 2.02 1o 1.16
(m, 14H)

ESI/FIA/HR u MC/MC: ESI+/-: akcTpakT: [M+H]+=250.1

DOnemeHTapHbiit aHanmu3: C=39.61(39.68); H=5.71(5.83); N=3.86(3.86)

ITPUMEP 8: 2-(4-AMun0OyTHI)-1-rUAPOKCH-1-0KCO-1-Pochenan-2-kapOoHOBast KHCIIOTA,
TpudTOpaneTaT

[Tpumep 8 nmostyyaroT UCXOs U3 TPOMEXKYTOUHOTO coeIMHEeHUs1 204 B COOTBETCTBUM C
OTIMCAHHOW BBIIIIE METOIUKOMN A.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MutH. 13 go 11.5 (sl, 1H), 7.75 (s, 3H), 2.8 (m,
2H), 2.1 go 1.85 (m, 2H), 1.85 mo 1.2 (m, 14H)

ESI/FIA/HR 1 MC/MC: ESI+/-: skcTpakT: [M+H]+=264.1

ITPUMERP 9: 2-[[4-(AMuHOMeTHIT)(DeHMIT |MeTHIT |- 1 -THAPOKCH- 1 -0Kco-1-pocdhoman-2-
KapOOHOBAs KUCIIOTA, TPUPTOpALETAT

[Tpumep 9 nmomyyaroT UCXOAS U3 MPOMEKYTOUHOTO coeuHeHrs 209 B COOTBETCTBUM C
OIMMCAHHOM BBIIIE METOIUKOMN A.

SMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha miH. 13-12 (sl, 1H), 7.39 (d, 2H), 2.1 no 1.5
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(m, 6H), 7.22 (d, 2H), 8.3 (sl, 3H), 3.98 (m, 2H), 3.39/2.75 (2dd, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=284.1048 (284.1051)

DnemeHTapHbIN aHamu3: C=48.29(48.84); H=5.45(5.99); N=4.64(4.38)

ITPUMEP 10: 2-(5-AMuHOnIEHTHN)- 1-THAPOKCH- 1-0KCO-1-Pochenan-2-kapOoHOBast KHCIIOTA,
TpudTOpaneTaT

[Tpumep 10 nosy4yaroT UCXO/ISI U3 TPOMEXKYTOUHOTO coeTMHEHUSI 206 B COOTBETCTBUM C
OIMMCAHHOM BBIIIE METOAUKON A.

SIMP 'H: (400 MTI'u, AMCO-d6) & uact. Ha MitH. 12 (sl, 1H), 7.68 (sl, 3H), 2.76 (m, 2H),
2.12-1.9 (m, 2H), 1.87 no 1.11 (m, 16H)

ESI/FIA/HR u MC/MC: [M+H]+=278.1518 (278.1521)

OnemeHTapHbli aHanmuz: C=41.99(42.97); H=6.38(6.44); N=3.53(3.58)

ITPUMEP 11: 1-I'unpokcu-1-okco-2-(2-murepuanH-4-unatui)- 1 -hochuHaH-2-kapOoHOBas
KHUCIIOTa, TpudTOopanerat

ITpumep 11 nonyyaroT ucxo st u3 N-Boc-4-0pOoMITUIITTUIIEPUIUH B COOTBETCTBUM C
OIMCAHHOM BBIIIIE METOIUKON A.

SIMP 'H: (400 MTI'u, IMCO-d6) 6 yact. Ha MitH. 12 (sl, 1H), 8.49-8.2 (2*(m, 2H), 3.24 (dl,
2H), 2.82 (m, 2H), 1.94-1.65-1.45-1.2 (4*(m, 12H), 1.79 (tl, 2H), 1.39 (m, 1H), 1.2 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=290.1526 (290.1521)

DnemeHTapHbIN aHanmu3: C=44.65(44.67); H=5.93(6.25); N=3.41(3.47)

ITPUMEP 12: 2-[[3-(AMuHOMeTHT)peHuT | MeTri |- 1 -Tuagpokcu-1-okco- 1-pocunan-2-
KapOOHOBAas KUCIIOTA, TPUPTOpALETAT

[Tpumep 12 nosy4yaroT UCXO/ISI U3 TPOMEXKYTOUHOTO coeTMHEHUs1 208 B COOTBETCTBUM C
OIMCAHHOW BbIIIIE METOAUKOM A.

SIMP 'H: (400 MTI', IMCO-d6) & uacr. Ha mis. 8.19 (s, 3H), 7.3 (m, 2H), 7.22 (s, 1H),
7.14 (d, 1H), 3.99 (m, 2H), 3.32/2.97 (2dd, 2H), 1.9-1.4 (m, 8H)

ESI/FIA/HR u MC/MC: [M+H]+=298.12 (298.120821)

OnemenTapHbiii aHanuz: C=47.00(46.72); H=4.82(5.15); N=3.39(3.41)

ITPUMEP 13: 2-(6-AMuHOreKcui)-1-rugpokcu-1-okco-1-pochrHan-2-kapoboHoBast
KHUCIIOTa, TpudTOpanerat

[Tpumep 13 momyqaroT UCXOIs1 U3 TPOMEXKYTOUHOTO coeTMHEHUS 207 B COOTBETCTBUM C
OITMCAHHOM BBILIE METOIUKON A.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 gact. Ha MIH. 7.65 (sl, 3H), 2.77 (m, 2H), 1.93 (m, 2H),
1.8-1.14 (m, 16H)

ESI/FIA/HR u MC/MC: [M+H]+=278.1522 (278.15212)

DnemeHTapHbIN aHamu3: C=42.69(42.97); H=6.26(6.44); N=3.79(3.58)

[TPUMEP 14: 2-(4-amrHOOYTHIN)- | -THIPOKCH- 1 -0KCO- 1 -hochonaH-2-kapOOHOBAS KUCITOTA,
TpudTOopanerat

[Tpumep 14 nonydaroT UCXOAS U3 IIPOMEKYTOUHOTO coeMHEHUS 204 B COOTBETCTBUH C
OIMMCAHHOM BBIIIIE METOAUKOMN A.

SIMP 'H: (400 MI'y, IMCO-d6) & uacr. Ha Mis. 7.72 (sl, 3H), 2.8 (m, 2H), 2.11-1.32 (m,
18H)

ESI/FIA/HR u MC/MC: [M+H]+=278.1522 (278.1521)

DOnemeHTapHbli aHanmuz: C=43.34(42.97); H=6.35(6.44); N=2.91 (3.58)

ITPUMEP 15: 2-[(2-AMuHOTIUPUAUH-4-WIT)METHI |- 1 -TUAPOKCH- 1-0KCco-1-ochunan-2-
KapOOHOBAs KUCIIOTA, TPUPTOpALETAT

[Tpumep 15 moaydaroT UCXOs U3 TPOMEKYTOUHOTO COSAMHEHUS 212 B COOTBETCTBUM C
OITUCAHHOM BBILIE METOIUKON A.
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SIMP 'H: (400 MTIn, AMCO-d6) 6 yact. Ha MiH. 13.5-12 (sl, 1H), 7.8 (d, 1H), 7.87 (sl, 3H),
6.75 (s, 1H), 6.6 (d, 1H), 3.25/3 (m, 2H), 2-1.35 (m, 8H)

ESI/FIA/HR u MC/MC: [M+H]+=285.1012 (285.1004)

ITPUMEP 16: 2-[2-(Tpanc-4- AMMHOIMKIIOT€KCHIT)ITUI |- 1 -TUIpokcu- 1 -okco- 1 -hocunan-
2-xapOoHOBas KUCIO0Ta, TpUdTOpaLeTaT

[Tpumep 16 momyvarot ucxonas U3 TpeT-OyTui [TpaHc-A-(2-OpOMITHII)IUKIIOTEKCHIT]
KapOamarta, B COOTBETCTBUHU C OTMIMCAHHOM BBIIIE METOJUKOM A.

SMP 'H: (300/400/500 MI'y, AMCO-d6) & uact. Ha MiH. 7.9 (sl, 3H), 2.9 (m, 1H), 2.01
(m, 2H), 1.91-1.74 (2m, 4H), 1.64 (m, 2H), 1.53 (m, 2H), 1.39 (m, 2H), 1.29-0.95 (m, 4H), 1.11
(m, 4H), 1.09 (m, 1H)

aMP Bc: (300/400/500 MTI'u, AMCO-d6) 6 yacTt. Ha miH. 49.8, 36.8, 31.6, 30.8, 30.5, 30.5,
30.5, 23.6,22.9

ESI/FIA/HR u MC/MC: [M+H]+=304.1648 (304.1677)

ITPUMEP 17: 2-[2-(uuc-4- AMUHOIMKIIOT€KCHIT)3TUII |- 1 -TUAPOKCH-1-0KCcOo-1-pochrHaH-
2-kapOOHOBAs KUCIIOTA, TPUPTOpALETAT

[Tpumep 17 nomyyaroT UCXoas U3 TpeT-OyTHII[1Hc-4-(2-OpOMITHIT)IIMKIIOTeKCHIT |[KapOamara,
B COOTBETCTBHH C OITMCAHHON BBIIIIE METOIUKOM A.

SIMP 'H: (400/500 MT'u, IMCO-d6) & uacr. na mus. 7.9 (s1, 3H), 3.15 (m, 1H), 1.96-1.62
(2m, 2H), 1.94-1.73 (2m, 2H), 1.71-1.65 (2m, 2H), 1.68-1.65 (2m, 2H), 1.56-1.39 (m, 4H), 1.49-
1.36 (2m, 2H), 1.38 (m, 1H), 1.23-1.16 (2m, 2H)

aMmP B (400/500 MI'y MI'u, AMCO-d6) & yact. Ha mitH. 173.3, 51, 47.9, 34, 31, 28.7,
27.9,26.5,26.5,234,21.6

SAMP Bc: (400/500 MTI', IMCO-d6) 6 uact. Ha miH. 173.3, 51, 47.9, 34, 31, 28.7, 27.9,
26.5,26.5,23.4,21.6

ESI/FIA/HR u MC/MC: [M+H]+=304.1671 (304.1677)

DnemeHTapHbil aHanmuz: C=45.47(46.05); H=6.68(6.52); N=3.58(3.36)

ITPUMEP 18: 2-(5-AMuHOIIEHTHIT)- 1 -TUAPOKCH- 1-0KCco-1-pochoHaH-2-KapOOHOBaAs
KHUCITIOTa, TpudTOopanerat

[Tpumep 18 moayyaroT UCXOAs U3 TPOMEKYTOUHOTO coeAMHEHUs 206 B COOTBETCTBUM C
OTIMCAHHOW BBIIIIE METOIUKOMN A.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 12.0-11.0 (sl, 1H), 7.7 (m, 3H), 2.8 (m,
2H), 2.05 (m, 2H), 1.9-1.3 (m, 18H)

ESI/FIA/HR u MC/MC: [M+H]+=292.1656 (292.1677)

DneMeHTapHbIN aHanu3: C=44.17(44.45); H=6.69(6.71); N=3.42(3.46)

ITPUMEP 19: 2-(5-AmuHOTNIEHTHN)- | -THAPOKCH- 1 -0KCO-1-hochoHaH-2-KapOOHOBaAS
KUcIoTa, TpudTopanerat

ITpumep 19 nonmyqaroT UCX0ast U3 IPOMEXKYTOUHOI'O coeTMHEHUs 206 B COOTBETCTBUU C
OIMMCAHHOM BBIIIIE METOIUKOM A.

SIMP 'H: (400 MTI'u, AMCO-d6) & uact. va mits. 12.4-11 (s, 1H), 7.7 (sl, 3H), 2.75 (t, 2H),
2.3 (m, 1H), 2.05 (m, 1H), 1.9-1.2 (m, 20H)

ESI/FIA/HR u MC/MC: [M+H]+=306.1834 (306.1834)

DnemeHTapHbIl aHanmu3: C=45.54(45.82); H=6.98(6.97); N=3.26(3.34)

MeTtoauka B - Cunres ¢pochruHaHOB

Cranus Bl (ITpomexyTouHoe coeiuHeHue 6)
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K pactBopy dbenunaneranpaeruaa (28.74 r, 239 mmoreti) B8 IXM (380 mun) u nipu
TEMIIepaType OKpy:Karoiel cpebl J0O0aBISIOT MOPIMOHHO 3TUII-(TpUdeHuIpochopuuaeH)
anerat (100 r, 287 mmouteld, 1.2 3kxB.). Peakunonnyro cpeny nepememmsarot 20 4. mpu
TeMIIepaType OKpYKarollen Cpeibl, 3aTEM CMECh KOHLUEHTPUPYIOT 1101 BakyyMoM. Ocajiok
pecycrieHaupyoT B renrase (400 Mut), nepeMemmBaroT 1 4., 3aTeéM HEPACTBOPUMOE BEIIECTBO
OT(GUIBTPOBBIBAIOT. ['enTaH BeIMapuBaIOT MO BAKYYMOM M IMOJTYUYE€HHBIM OCTATOK OUUIIIAIOT
dsi-xpomaTtorpadueit Ha CUIMKarese, IpuMeHsisl B KauecTBe 3JIFoeHTa cMech renTan/JIXM
(60:40). [TpoMexyTouHOe coerHeHue 6 (27.25 T, 143 MMoJIel) oTy4yaroT B BUJIE OECLIBETHOTO
Macia ¢ BeixogoM 60%.

SIMP 'H: (400 MTI'y, CDCI3) 6 wact. Ha MutH. 7.3 (t, 2H), 7.25 (t, 1H), 7.2 (d, 2H), 7.1 (dt,
1H), 5.8 (d, 1H), 4.2 (xBazp, 2H), 3.5 (d, 2H), 1.3 (t, 3H)

UK (cm™): 1716, 1653
Cranus B2 (IlpoMexyTouHoe coeTMHeHue 7)

K pactBopy npomexyrounoro coenunenus 6 (28.35 r, 149 mmomnei) B IXM (375 mn) npu
TEeMIIEpaType OKPY’KaroIIen cpebl U 1o aTMochepoii aproHa 100aBisioT pactsop 1M
DIBA1H B TI'® (355 mu, 355 mmonen). Uepes 45 munyT nipu 0°C, peaKIIMOHHYIO Cpey
MepeMelInBaIOT 16 4. mpu TEMIIepaType OKpYKarollen cpeanl. PeakquoHHyI0 cpey 3aTeM
oxnaxaarot 10 0°C u obpabartsiBatoT nocpeactBoM 3 H. HCI (300 mut). Cmech 3KCTparupyroT
nipu oMoy JIXM (350 mit), opranudeckyro ¢gaszy npoMsiBatoT mpu momoiu H,O (2x100
M), cymaT Haj Na,SOy, 3aTeM BbIIApUBAIOT IO BaKyyMOM. [ 1oTydeHHbIN OCTATOK OUMIIAIOT

G-xpomaTorpadueit Ha CUIMKarese, MpUMeHsisl B KaUecTBe ItoeHTa cMech rentan/AcOEt
(75:25). ITpomexxyrounoe coenunenue 7 (16.05 r, 108 MMorieit) moay4aioT B BU/IE O€CIBETHOTO
Macia ¢ BbIXOA0M 72%.

SIMP 'H: (400 MI'u, CDCI3) 6 yact. Ha MitH. 7.1-7.4 (m, 5H), 5.65-5.9 (2m, 2H), 4.1 (d,
2H), 3.35 (d, 2H), 1.5 (m, 1H)

UK (CM'l): 3600-3200, 1716, 1650
Craaus B3 (ITpomexyTouHoe coeTuHEeHHE 8)

dc :

o

N

CMech MPOMEXKYTOYHOTO coeuHenust 7 (3.7 r, 25 MMolieit), ¢ TpusTuiopToanetaTom (16.2

r, 100 MMouel, 4 3KB.) ¥ IPOITMOHOBOM KUCIIOTOM (5 Karelb) nepeMemmBaroT 1 4. 20 MuH. B
MHUKPOBOJIHOBOM peakTope (250 W) nipu 140°C. Cmech 3KCTparupyiot mnpu nomoinu Et,O

(300 mut) u HLO (100 mi). Opranudeckyio ¢aszy 3aTeM NpoMbIBatoT mpu nmomoiiu H,O (100
M), cymiat Hajg MgSOy, 3aTeM KOHLEHTPUPYIOT O] BaKyyMoM. [loyueHHbIi ocTaToOK

OUMIIAIOT (I3II-XpoMaTorpadueit Ha CUIMKAareie, MPUMEHs S B KAUeCTBE 3JIIOEHTa CMECh
rentad/AcOEt (80:20). IIpomexxyrouHoe coenrHenue 8 (4.53 r, 20.7 MMOJIEH) ITOJIy4atoOT B

Crp.: 23
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BUJIE Maciia ¢ BBIXOO0M 83%.

SIMP 'H: (400 MTI'u, CDCI3) 6 yacT. Ha MitH. 7.15-7.3 (m, SH), 5.7 (m, 1H), 5 (m, 2H), 4.1
(q, 2H), 2.85 (m, 1H), 2.7 (m, 2H), 2.25-2.4 (m, 2H), 1.25 (t, 3H)

UK (cmh): 1732, 699-747
Cranus B4 (ITpomexyTouHoe coeiuHeHue 9)

OH

K pactBopy npomexyrounoro coequnenus 8 (17.58 r, 80.5 mmorsteii) B TT'dD (275 mut) ipu
0°C u moxx aproHom, 100aBiIsitoT mopurMoHHo LiAlHy (6.12 1, 161 Mmmorteit, 2 9KB.).

PeaxinyoHnHy1o cpeny nepeMemmBaioT pu TeEMIIEpaType OKPYKaIOLIeH Cpepl B TeueHue 16
4. M306m1TOK LiAIH4 ruaponusytor nobasnenueM H,O (4.2 mun), 3aTtem nocpeactsom 20%-ro

pactBopa NaOH (3.4 mur) u HyO (15.4 mi1). Ocaniok oTpuiabTpOBBIBAIOT, U (PUIIBTPAT

BBIMAPUBAIOT TOJT BAKyyMOM. [ToTydeHHbIN OCTaTOK o4MINaroT (iai-xpoMmaTorpaduelt Ha

CUJIMKaresie, MpuMeHsis B kauecTBe atoeHTa cMech rental/AcOEt (70:30). [TpomexyTounoe

coequHenue 9 (8.09 r, 45.9 MMmoJielt) mory4aroT B BUae O€CIBETHOI'O Maciia C BBIXOJI0M 57%.
Cranus B5 (ITpomexytounoe coenunenue 10):

B8r

K pactBopy npomexxyrounoro coenunenus 9 (8.09 r, 45.9 mmoneit) u CBry (30.4 1, 91.8

MMOIJIEH) MpU TeMIIepaType okpyxaroreti cpeabl B Et20 (325 mi1) 100aBIsSIOT HOPIUOHHO
Tpudernndochun (24.07 r, 91.8 mmoreit, 2 3kB.). CMech MepeMenMBaroT B TeueHue 16 u.
Peakuuonnyto cpeny oTGUIBTPOBBIBAIOT U GUIBTPAT BBIITAPUBAIOT MO BakyymMoM. Ocaiok
pecycneHMpyroT B rentane (250 mun), mepeMenmBaroT 30 MUHYT 3aTeM GUIbTPYIOT. DUIIbTpat
BBINTAPUBAIOT MO/ BakyyMoM. [ToyueHHbIN ocTaTOK ouMIaroT (isui-xpoMmaTtorpadueit Ha
CUJIMKAarelie, IpUMEHsIs TeNTaH B kKauecTBe 3toeHTa. [Ipomexxyrounoe coenunenue 10 (8.64
r, 36 MMoOJIel) MOIy4aroT B BUJIe OECIBETHOTO Macja ¢ BBIXOJ0M 78%.

SIMP 'H: (400 MI'y, CDCl3) & uacr. Ha MiH. 7.28 (t, 2H), 7.18 (t, 1H), 7.13 (d, 2H), 5.53
(ddd, 1H), 5.02 (d, 1H), 5 (d, 1H), 3.42 (m, 1H), 3.3 (m, 1H), 2.65 (d, 2H), 2.53 (m, 1H), 1.95 (m,
1H), 1.8 (m, 1H)

UK (em™): 916, 739-698
Craaus B6 (ITpomexxytounoe coenunerue 11)
0
n_H
O’P Br

/'

K pacrBopy dochoproBatucroii kuciaoTsl (1.1 1, 16.7 MMorieit) B anieToHUTpUIIE (25 MiT)
10J1 apTOHOM M ITPU TEMIIEpATyPE OKPYKAIOIIEH CpeIbl JOOABIISIOT TETPAITUIOPTOCUIIUKAT
(3.48 1, 16.7 mmogeit, 1 9kB.). PeakiMOHHYIO CMECh KMIISATSAT ¢ 0OpaTHBIM XOJIOAWILHUKOM B
TeueHue 2 4. 30 MUH., 3aTeM OXJIAXK/IAI0T ITPU TEMIIEPATYPE OKPYKAFOLIECH Cpebl. PeakMOHHYIO

Crp.: 24
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cpeay Iera3upyioT Mo aproHoM, 3aTeM J00aBIISIOT MOCIEI0BATEIILHO MIPOMEKYTOUHOE
coenunenue 10 (2 r, 8.36 mmouteit), pactBoperHoe B MeCN (5 mur), Xantphos (0.048 r, 0.0836
MMmoJien) 3atem Pd,dbasz (0.038 1, 0.0418 mmortett). CMech KUTISITAT ¢ 0OpaTHBIM

XOJIOJMIIBHUKOM B TeueHue 16 4. I1ocre BeinmapuBaHus 01 BAKYYMOM, ITOJIy4YEHHBIA OCTATOK
ounmaroT (prmr-xpomartorpadueit Ha cunrkarene, mpuMeHsst AcOEt B kauecTBe 31I0eHTa.
[TpomexxyTounoe coeaunenue 11 (1.61 r, 4.85 MMoutelt) moay4daroT B BUJIE MACIIA C BBIXOJIOM
58%.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacT. Ha MJIH. LIEHTPUPOBAHHBIN ITpu 6.95 (d, 1H), 7.3
(t, 2H), 7.2 (m, 3H), 4 (m, 2H), 3.55 (m, 2H), 2.59 (d, 2H), 1.9 (m, 1H), 1.78 (m, 4H), 1.45 (m,
2H), 1.21 (t, 3H)

UK (em™'): 2343
Cranus B7 (ITpomexxyTouHoe coenuHeHue 12)

(

0 0
P

K pactBopy npomexxyrounoro coeaguenus 11 (1.6 r, 4.8 mmoueit) B S0 mi1 TT'® u nox
aTMocdepoii aprona, 100aBsroT 1o KarwisaMm rpu -78°C 1.06 M pactsop LiHMDS B TT'®
(4.53 mi1, 4.8 Mmoznei, 1 3kB.). PeakunoHHyto cpenty nepeMemmBaroT B TeueHue 30 MUHYT IIpU
-78°C 3atem 4 4. 30 MUH. TIpU TEMIIEpAType OKPYKAIOIIEH cpeanl mepea oopadboTkom
HaceIeHHbIM pacTBOpoM NaCl (50 mi). [Tocne nobasnenust AcOEt (150 mut), opraHu4eckyro
dazy cymat HaJt MgSOy, 3aTEM BbIAPUBAIOT O] BAKYYMOM. [ 1071y4eHHbIN OCTATOK OUMIIIAIOT

dsu-xpomarorpadueit Ha cunukaresne, mpuMmensis cmecb JIXM/EtOH (95:5) B kauecTBe
anroeHTa. [Ipomexxyrounoe coeaunenue 12 (0.889 r, 3.52 MMoOJIeH) MOJIYy4arOT B BUJIE
OecLBETHOI'O Macia ¢ BEIXOAOM 73%.

SIMP 'H: (400 MT'u, CDCI3) & wact. ma min. 7.3 (t, 2H), 7.2 (t, 1H), 7.12 (d, 2H), 4.08 (m,
2H), 2.6/2.51 (2d, 2H), 2.1-1.8 (m, 4H), 1.8-1.55 (m, 3H), 1.5-1.3 (m+t, 5H)

WK (em™'): 3433
Craaus B8 (ITpomexytouHoe coenunerue 13)

(

o 09

K pactBopy npomexyrounoro coequnenust 12 (0.875 r, 3.47 mmomneirt) B TT'® (10 mut) ipu
-78°C u mox aproHom, 100asistot pacteop LDA 2M B TT'® (2.6 mi, 5.2 mmoreH, 1.5 3kB.).
Yepes 40 MuHyT 100ABIISIOT MO KAIUISIM pacTBOp aubeH3unkapoonara (1.18 r, 4.85 mmouteit)
B TT'® (5 mu1). PeaknimoHHYI0 CMeCh TepeMelIMBaioT B TeueHue 1 4., 3aTeM 100aBisioT 1.5
3kB. LDA 2M B TT'® (2.6 M1, 5.2 mMmouteit). Uepes 4 u. npu -78°C, peakUMOHHYIO CpeILy
TUIPOJIU3YIOT 10 OXJIaxaeHus mocpenctBoM 10%-ro Bognoro pacrsopa NH4CI (9 mun). 3atem

Crp.: 25



10

5

20

25

30

35

40

45

RU 2729641 C2

no6asisitoT AcOEt (18 M) u 10%-b1tt BogubIl pactBop NH4CI (18 mun). [Tocne noctrkenust

TEMITEPATYPBI OKPYKAIOIIEH CPeJibl, PEAKIMOHHYIO CPEy SKCTPAarupyroT rpu nomoim AcOEt
(2x50 mur). Opranudeckyro (azy cymat Hag MgSOy, 3aTeM KOHIEHTPUPYIOT MO/ BAKYYMOM.

[Toy4yeHHBIN OCTATOK OUMIIAIOT (UIAII-XpoMaTorpadueit Ha CUIMKarese, MPUMEHsISI CMeCh
JAXM/EtOH (97.5:2.5) B kauectBe atoeHTa. [IpoMexxyrounoe coequnenue 13(0.996 r, 2.58
MMOJIEH) ITOJIyYarOT B BUJE Macja € BBIXOAOM 74%.

SIMP 'H: (400 MTI'y, CDCI3) & yact. Ha MiH. 7.4-7 (m, 10H), 5.18 (s, 2H), 4.15-3.9 (m, 2H),

3.2-2.8 (1dd, 1H), 2.58 (d, 2H), 2.3-1.4 (m, 7H), 1.25 (t, 3H) UK (CM‘l): 1726

Cramus B9 (ITpomexyTounoe coenunerue 14)

K cycnensuu rugpuaa narpus (0.150 r, 3.75 mmoneit, 1.6 3ks.) B IMCO (5 mi)
MOCJIeI0BATENbHO JOOABIISIIOT MO KAIUISIM PACTBOP MPOMEXKYTOUHOTro coernenus 206 (1.11
r, 3.03 mmouteit, 1.3 3xB.) B AMCO (5 M) ¥ pacTBOp IpOMeEXKYTOUHOTro coeauHenus 13 (0.9
r, 2.33 mmouteit) B JIMCO (4 mi1). Uepes 4 4. B30aIThIBAaHUS [TPU TEMIIEPATYPE OKPYKAIOIIEH
cpenbl, peakiMoHHyto cpeny no0assitoT mpu 0°C k emecu (1:1) 10%-ro pactBopa NH4CI (100

mi1) U AcOEt (100 mut). Boanytro ¢a3y saxkcTparupyroT moBTopHo Ipu oMot AcOEt (2x50
mi1). Opranudeckue gaspl 00beTUHSIOT, cymaT Hag MgSOy, 3aTeM KOHIEHTPUPYIOT MO/

BakyymoM. [TonrydeHHOE TakuM 00pa3oM MPOMEKYTOUHOE COSTUHEHHE 14 TPUMEHSIOT
HEIOCPEACTBEHHO 0€3 JOTIOJTHUTEIbHON OUUCTKH.

Cranus B10 (ITpomexxyTouHnble coeuHenust 15 u 16)

K pactBopy npomesxyrouHoro coeguaenust 14 (1.56 r, 2.33 mmozneit) B JIXM (125 min) ipu
TeMIIepaType OKpyKaroleh CpeIbl ¥ Mo aproHoM, 1ooasisror TMSBr (3.68 mi, 28 MMoret,
12 3kB.). PeakqmoHHYy10 cpely NeEpEeMEIMBAIOT 16 4. Ipy TeMIIepaType OKPYKAIOIIEH CPEIbI
repell KOHUEHTPUPOBAHUEM IO BaKyyMoM. [loiyuyeHHOE Macio pecycrieHaupyoT
nocpeacrsoM MeOH (60 M), B30anTeiBatoT B TedeHHe 30 MUH. U KOHLEHTPUPYIOT IO
BakyyMoM. Ty e caMyro onepanuio MoBTOPSOT 2 pa3a. [1omyyeHHbI OCTATOK OYMIAIOT C
MTOMOIIBIO XpoMaTorpaduu ¢ o0paleHHoM! Ga3oi, TpUMEHss B KaUeCTBE ITI0EHTA IPAIUEHT
H,O/MeCN/T®Y. IIpomexyrounsie coequnenus 15 (0.423 r, 0.95 mmoneii) 3atem 16 (0.155
r, 0.35 MMoutelt) (B MOPSIAKE IIFOMPOBAHMUS) ITOIYUYAIOT B BUJIE TBEPABIX BELIECTB OEIIOr0 LIBETA
rocie TMoGUIN3aId ¢ COOTBETCTBYIOIIMMU BbIXxogaMu B 41% u B 15%. AbGconroTHas
KOH(Urypanusi IpoOMeKyTOUHBIX COeTMHEHUH 15 1 16 He ObLIa MpoBepeHa.

ITpomexxyTounoe coenuuenue 15: bensun 2-(5-aMMHOTIEHTUIT)-4-0€H3MWIT- | -TUIPOKCH- 1 -
oKkco-1-hochunan-2-kapOoKcunaT, TpudTopanerar - Aua 1 paneMudecKuit

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiTH. 12 (m, 1H), 7.75 (m, 3H), 7.35-7.05 (m,
10H), 5.18/5 (2d, 2H), 2.6 (m, 3H), 2.4 (dd, 1H), 2.1 (m, 1H), 1.9-1.5 (m, 8H), 1.4 (m, 2H), 1.15
(m, 2H), 0.8/0.52 (2m, 2H)

SAMP °F: (400 MTI'u, AMCO-d6) 6 yacT. Ha MJIH. -74

K (CM'I): 3300-2500, 1716, 1678
ITpomexxyTounoe coeauuenue 16: bensun 2-(5- AMuHONIEHTHIT)-4-0eH3MII- 1 -THAPOKCH- 1 -
okco-1-bocunan-2-kapbokcuat, Tpudroparnerart - 1ua 2 paneMUAIeCKHi

SIMP 'H (400 MTI'u, AMCO-d6) & uacr. Ha MiH. 7.4 (m, SH), 7.25 (t, 2H), 7.18 (t, 1H), 7
(d, 2H), uentpupoBanssIiii ipu 5.11 (AB, 2H), 7.65 (m, 3H), 2.71 (m, 2H), 2.4 (d, 2H), 1.95-1.1
(m, 15H)

SIMP '°F: (400 MT'y, IMCO-d6) & uacr. Ha MuH. -74
UK (em™): 3300-2500, 1774, 1716, 1676

Crp.: 26
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ITPUMEP 20: 2-(5-AMuHOIIeHTHIT)-4-0eH31I- | -TUIpOKCH-1-0KCco-1-pochunan-2-
KapOOHOBAas KUCIOTA, 1a | paneMUuecKuii

ITpomexxyTounoe coeauuenue 15 (0.413 r, 0.74 mmorieit) B pactBope B 60 Mt cmecu (3:1)
H,O/MeOH nepemenmmBaroT pu TeMIIepaType OKpyKarolei cpeasbl 1o atMmocdepoit H,,

B ipucyTctBum 10%-oro Pd/C (41 mr) B Teuenue 4 4. PeakumonHyto cpexy oTUIbTPOBBIBAIOT,
3aTe€M KOHIEHTPUPYIOT MO BaKyyMoM. [1oydeHHbIN OCTATOK OUYMILAIOT C TOMOUIBIO
xpomaTorpaduu ¢ o0paleHHO! (a3oii, TpPUMEHsIs B KauecTBe 31toeHTa rpaaueHT HoO/MeCN.

[Tpumep 20 (0.209 1, 0.591 MmorIeit) MOTy4aroT B BUE TBEPAOTO BelllecTBa OEJIoro npera
rocJie muogunu3anuu ¢ Berxoaom 80%.

SMP 'H: (500 MI'y, D20) 6 yacr. Ha MiH. 7.3 (t, 2H), 7.24 (d, 2H), 7.19 (t, 1H), 2.59/2.37
(m, 2H), 2.41 (t, 2H), 1.91/1.55 (m, 2H), 1.77/1.6 (m, 2H), 1.77/1.35 (m, 2H), 1.64/1.38 (m, 2H),
1.63 (m, 1H), 1.24 (m, 2H), 1.16/1.1 (m, 2H), 0.7 (m, 2H)

SAMP 13C: (500 MT'u, D20) & wact. Ha M. 129.2, 128.2, 125.7, 42.5, 40, 35.5, 35.4, 31.3,
31.1,30.2, 26, 25.9, 22.8

UK (em™): 3300-2100, 1691, 1631, 1605

OneMmeHTapHbIi aHanu3: C=60.65(61.18); H=7.58(7.99); N=3.91(3.96)

ESI/FIA/HR u MC/MC: [M+H]+=354.1831 (354.1834)

ITPUMEP 21: 2-(5-AMuHOIIeHTHIT)-4-0eH31I- | -TUIPOKCH-1-0KCcOo-1-pochunan-2-
KapOOHOBAs KUCIIOTA, 14a 2 paleMUYECKUi

ITpomexxyTounoe coequnenue 16 (0.148 1, 0.265 mMmouteit) B pactBope B 20 M cmecH (3:1)
H,O/MeOH nepememmBaroT mpu TeMIiepaType OKpyKaroliei cpeasl o arMmocdepoit Hy,

B npucytctBum Pd 10%/C (15 mr) B Teuenue 2 4. 30 muH. PeakumoHHy0 cpeny

OTOUIBTPOBBIBAIOT, 3aTEM KOHIEHTPUPYIOT IO BaKyyMOM. [ 10Ty4eHHBI OCTATOK OYMIIAIOT
C TOMOIIIBIO XpoMaTorpaduu c odpaieHHoM ¢ha3oii, MPUMEHSSI B KAUECTBE 3JTIOCHTA I'PAAUEHT
H,O/MeCN. ITpumep 21 (0.053 r, 0.15 MMoJI€it) OIy4yaroT B BUAE TBEPAOTO BELIECTBA OEIOr0

IIBETA MOCTIE TUOPUITU3ALMU C BBIXOIOM 56%.

SIMP 'H: (500 MT'y, D20) & wacr. na M. 7.29 (t, 2H), 7.2 (d, 2H), 7.2 (¢, 1H), 2.57 (t, 2H),
2.45 (m, 2H), 1.84 (m, 1H), 1.81/1.33 (m)+(m, 1+1H), 1.78/1.29 (m)+(m, 1+1H), 1.69/1.31 (m)
+(m, 1+1H), 1.68/1.27 (m)+(m, 1+1H), 1.41/1.19 (m)+(m, 1+1H), 1.38 (m, 2H), 1.2 (m, 2H)

AMP B¢ (500 MTI'y, D20) 6 vact. Ha MmuH. 129.3, 128.2, 125.7, 43, 42.4, 40, 35.9, 34.6,
30.4,29.4,27,26.7,25

UK (em™h): 3250-1800, 1694+1661, 1618

DOnemeHTapHbIl aHanmu3: C=61.18(61.18); H=7.90(7.99); N=3.96(3.96)

ESI/FIA/HR u MC/MC: [M+H]+=354.1837 (354.1834)

Takum ke 06pa3zomM noydaroT npuMepsl 22 U 23 B COOTBETCTBUU C OITMCAHHOM BbIIIIE
MeToIMKoM B, 3aMeHuB mpoMexxyTouHoe coenuuenre 206 Ha TPOMEKYyTOUHOE COETMHEHUE
204.

ITPUMEP 22: 2-(4-AMuH00yTHIT)-4-0eH3MIT- 1 -TUAPOKCH- 1 -0KCO- 1 -hochuHaH-2-kapOOHOBAS
KUCJI0Ta, Aua 1 paneMuyeckuin

SIMP 'H: (400 MTn, JAMCO-d6) 6 uact. Ha mutH. 7.7 (sl, 3H), 7.3 (dd, 2H), 7.2 (dd+t, 3H),
2.7 (m, 2H), 2.55-2.4 (m, 2H), 1.95 (m, 1H), 1.8-13 (m, 10H), 1.1-0.85 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=340.1677 (340.1677)

OnemenTapHbii ananu3: C=51.00(50.33); H=5.90(6.00); N=3.22(3.09)

ITPUMEP 23: 2-(4- AMuH0OyTHIT)-4-0eH31T- | -TUAPOKCH- 1 -0KCco- 1 -pochuHaH-2-KapOOHOBAS
KHUCIIOTa, Tua 2 paleMUYeCcKHii
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SIMP 'H: (300 MI'y, IMCO-d6) & uacr. Ha mix. 15.8 (m, 2H), 7.95 (m, 2H), 7.25 (¢, 2H),
7.18 (t, 1H), 7.1 (d, 2H), 2.75 (m, 2H), 2.6-2.35 (m, 2H), 2.15 (m, 1H), 1.75-1 (m, 12H)

ESI/FIA/HR u MC/MC: [M+H]+=340.1683 (340.1677)

OnemenTtapHbiit aHanmuz: C=60.20(60.17); H=7.34(7.72); N=3.96(4.13)

CunTtes azadochuHaHOB

[TpomexyTounoe coeaqunenue 17

o6
M

[TpomexxyTouHoe coenuHeHue 17 ObUTO CHHTE3UPOBAHO C TPUMEHEHUEM METOJIUKH,
OITMCAaHHOM B JINTEPATYPHOM UCTOUHHKE Y V. Gouverneur u al., J. Org. Chem. 2005, 70, 10803.

K pactBopy stui-muxnopdochunara (10 mi, 84.26 mmogeit) B 100 mix TT'D nipu -78°C u
o1 apronowm, no6asisitot 1M pactBop B TT'® 6pomuaa Bunmimaraus (170 mit, 170 Mmoutet,
2 7kB.). [lepemernmmBanue npoaokaroT B TedeHue 1 4. mpu -78°C. 3aTeM 100aBISIIOT O
karuisiM EtOH (30 MiT) ¥ peakiMOHHYI0 CMECH JJOBOIAT A0 TEMIIEPATYPBI OKPYKAIOLIEH CPEIbL.
PeakuyoHHy0 cpeny Mocie 3TOro KOHIUEHTPUPYIOT MO CHUKEHHBIM J1aBJIEHUEM, U
MOJTyYE€HHBIA OCTATOK OYMIIAIOT (IdII-XxpoMaTorpadueit Ha cumkarese, IpUMeHsIsi CMECh
JAXM/EtOH (96:4) B kauecTBe aimroeHTa. [ IpoMexyTounoe coenrnenue 17 (6.37 r, 43.6 MmoJiei)
MOJIy4aroT B BUJIe OECLBETHOTO Maciia C BBIXOJAOM 52%.

SIMP 'H: (400 MTI'y, AMCO - d6) & 6.1-6.4 (m, 6H), 5 3.90 (g, 2H), 5 1.25 (t, 3H).
UK (em™): 3500 (OH(H,0)), 1609 (C=C), 1210 (P=0), 1032 1 935 el (P-0).
I'X: t. 5.83 MuH.

[TpomexxyTouHoe coenvuenue 18

00
[

(J

N

O

K pactBopy npomexyrounoro coenuaenus 17 (6.37 r, 43.6 MMoJIei) B aBTOKJIABE U O
aproHoM, 100aBIISIOT 3a OAWH pa3 N-OeH3umamuH (4.79 mit, 43.6 mmoriei, 1 9kB.) PeakumonHyro
cMech HarpesaroT 10 100°C, nepeMelMBaroT B TeueHUE 16 4. 1 KOHUEHTPUPYIOT MOM
CHW)XEHHBIM JaBjieHueM. Ocagok sKkcTparupyroT mpu nomor AcOEt (100 Mit), opraHu4ecKyro
a3y MpOMBIBAIOT ITPU TOMOIIM HAackIeHHOTO pacTBopa NaCl (3x100 mur) u cymaT HaJ
MgSO4 PacTBopuTeNh BRIMAPUBAIOT, U MOTYUYEHHBINM OCTATOK OYMINAIOT (IIAIII-

xpoMaTorpadueit Ha cuukarene, mpumensis cmecb JIXM/EtOH (95:5) B kauecTBe 2ITIOCHTA.
ITpomexxyTounoe coenruenue 18 (8.68 r, 34.3 MMoJIel) IOJIy4aroT B BUIE MAcCIIa )KeJITOBATOTO
IIBETa C BhIXOJA0M 79%.

SIMP 'H: (CDCl3, 400 MI') 6 7.31 (m, 5H), 4.08 (m, 2H), 3.60 (s, 2H), 2.98 (m, 2H), 2.64

(m, 2H), 1.97 (m, 2H), 1.85 (m, 2H), 1.35 (t, 3H).
I'X: t. 12.29 mun.

ITpomexyTouHOe coenuHenne 19
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K pactBopy npomexytouHoro coenunenust 18 (6.38 r, 25.19 mmoreit) B TT'®D (30 M) npu
-70°C v oz aproHom, g00asmstot pactBop LDA (75.6 mi, 37.8 Mmoueit, 1.5 3kB.) mpu 2M
B TT'®. Yepes 15 mun. npu -70°C, pactBop Boc,O (7.68 1, 35.3 Mmmoueit, 1.4 5kB.) B 30 M

TT'® 3atem nobasisioT o KarwsiM. [lepeMeniuBanue npoorkatoT B TeueHue 90 MUH 1
3aTeM J00aBIgIOT Mo KarursaM 1.5 skB. LDA (75.6 mi, 37.8 mMoseii). B koHe mobasienus,
PEeaKIMOHHYIO cpey nmoaaepxkuBatot mpu -70°C B reueHure 90 MuH. Jlo6aBIISIOT HACHIIICHHBIN
pactBop NH,4CI (30 mun), a Takxke AcOEt (60 Mi1), 1 peaKIMOHHYIO CPely MEJICHHO JOBOJIST

JI0 TEMIIEPATYPbl OKPYKAIOIIEH CpeAbl. 3aTeM MPOAYKT IKCTparupytot rnpu nomouu AcOEt
(2%150 mi1). Opranudeckue hazbl 00BEAUHSIIOT, TPOMBIBAIOT HACKIIIIEHHBIM pacTBopoM NaCl
(2x150 mun), cymiat Hag MgSOy4 M KOHUEHTPUPYIOT MO CHUXKEHHBIM JaBIeHUEM. [ 1oyuyeHHbII

OCTaTOK OUMITAIOT (PrmaII-xpoMaTorpadueit Ha CUIIMKarese ¢ mpuMeHeHreM rpaauenta XM/
TI'® (95:5 k 40:60) B kauectBe 3moeHTa. [Ipomexxyrounoe coenunenue 19 (6.73 r, 19.04
MMOJIEH) IMOJIy4aloT B BUE MacClIa KeJITOBATOrO IBeTa C BBIXOJA0M 76%.

SIMP 'H: (CDCl3, 400 MTI'1m) 8 7.35 no 7.2 (m, 5H), 6 4.3 mo 4.05 (m, 2H), 6 3.60 (dd, 2H),
03.3102.5(m,5H), 2.1 10 1.8 (m,2H), 6 1.50 (s, 9H), 6 1.35 (t, 3H).

UK (CM_I)I 3500 (OH), 1721 (C=0), 1150 (P=0), 1032 u 935 (P-0O).

MC: m/z 355 [M+1].

Mertonuka C: Cioco6 ocyiecTBIeHUs AIKWIMPOBAHUS TPOMEKYTOYHOT'O COSTUHEHUS
19

K pactBopy npomexxyTounoro coeauuenus 204-212 (5 mmoneit, 1 akB.) B AMCO (10 m)
[10J1 aproHOM, T00aBIISIIOT NOPUMOHHO 60%-b1ti NaH (8 mMmortett, 1.6 9kB.) ipu 10°C. 3aTem
npomexyTouHoe coequHerue 19 (5 mmoreit) B pactBope B JIMCO (5 Mi1) 106aBIsIOT K
CYCIIEH3UH, U CMECh MIEPEMENIUBAIOT B TEUEHHUE 4 Y. IPU TEMIIEPATYPE OKPYKAIOIIEH CPEMbI.
PeakmonHyto cpeny 3aTeM TMAPOIM3YIOT MOCPeRCTBOM BoAHOTO pactBopa NH,CI (50 mum)

v okcTparupyroT mpu momonm AcOEt (2x100 mir). Opranndeckyto ¢a3y mIpOMBIBAIOT MTPU
oMot H,O (2x100 mn), cymiat Hag MgSO,4 M KOHUEHTPUPYIOT 11011 BakyyMoM. [TonyueHHbIi

OCTATOK OYMINAIOT (PydII-XxpoMaTorpaduent Ha CUIIMKaresie, IpUMEHsISl B Ka4eCTBE JTIOEHTA
rpagueHt JIXM/AcOEt (90:10 k 50:50). [TpomexyTounoe coeaqunenue 20a-f monydaror B
BHJIE CMECU U3 4 TNACTEPEOUZOMEPOB.

Mertonuka D: CHsITHE 3aIIUTHI C aMUHO- U (hOCHUHOBBIX (PYHKIIMOHATBHBIX TPYIII

K pactBopy npomexyrounoro coequnenus 20a-f (5 mmoueit) B JIXM (40 Mi1) o1 aproHoM
U IIpU TEMIIEpAType OKPYKATIOIIEl Cpeibl, 100aBstoT o KarwisiM TMSBr (7.92 mit, 60 Mmoreit,
12 5kB.). CMech NepeMelIMBatoT B TeUeHUe 16 4. Ipu TeMIlepaType OKpyKarolen cpe/ibl
3aTeM KOHIEHTPUPYIOT 1o BakyymoM. Octatok pecycnieHaupyoT B MeOH (40 mut) u
repeMemmBaroT 20 MUH IIpY TEMIIEPATYPE OKPYKAIOLIEH Cpebl IIEPE] BBIITAPUBAHUEM JOCYXa.
Cyxott octatok pactBopsitoT B JIXM (20 mi1) u TpudTopykcycHoi kuciaote (44.6 mi, 60
MMoJieH, 12 9KkB.) 7o6aBIsoT. PeakimoHHyro cpeay nepemenmBaroT 10 4. mpu TeMiiepaTtype
OKPYXKAIOLIEH Cpe/ibl 3aTEM KOHLIEHTPUPYIOT IO BaKyyMOM. [ 10Ty4eHHBIN OCTATOK OYMIIIAIOT
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C IIOMOIIIBIO XpoMaTorpaduu ¢ o0parieHHo Gpa3oil, MPUMEHSS B KAUeCTBE JITFOEHTA TPAUCHT
H,O/MeCN. Koneunslit npoaykt (rmpumepsl 24-30) (UBUTTEPUOH Uiu colib TAY), cmech U3

2 SHAaHTUOMEPOB, TTOJTYUAIOT B BUIE TBEPAOTO BEIIECTBA OEIOTO [[BETA TTOCIIE TUO(DUITU3AIHH.
ITpomexyTounoe coenuuenue 20a: Tpet-byTun 3-{3-[6uc(TpeT-0yToOKCHKapOOHUIT)aMHHO |
nporu } - 1 -0eH3ui-4-3ToKCcu-4-0kco- 1,4-a3adochuHan-3-kapOoKcHIaT
[TpomexxyTounoe coenrHenue 20a moy4yaroT UCXOAs U3 TPOMEKYTOUHBIX COETMHEHUH 19
1 205 B COOTBETCTBUU C OIUCAHHOM BbIIIe MeTOIUKOM C.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uacr. Ha MitH. 7.35-7.2 (m, 5H), 4 (m, 2H), 3.8 (m, 2H),
HeHTpupoBaHHbIN ipu 3.52 (AB, 2H), 3-2.25 (m, 4H), 2-1.8 (m, 4H), 1.45/1.35 (2s, 27H), 1.2
(t, 3H), 1.2 (m, 2H)

ITPUMEP 24: 3-(3-Amunonponun)- 1-6eH3un-4-rugpokcu-4-okco-1,4-a3adochrunan-3-
KapOOHOBAas KUCIIOTa

[Tpumep 24 moayyaroT UCXOAs U3 TPOMEKYTOUHOTO coeMHEHUs 202 B COOTBETCTBUM C
OIIMCaHHOM BBILLIE METOAMKON D.

SIMP 'H: (400 MTI';, D20) 6 yact. Ha MiIH. 7.5 (m, SH), neHTpupoBanHbiii ipu 4.35 (AB,
2H), 3.75/3.35 (2m, 2H), 3.5/3.15 (2dd, 2H), 2.92 (t, 2H), 2.3/1.8 (2m, 2H), 1.95 (m, 1H), 1.6-1.4
(m, 3H)

ESI/FIA/HR u MC/MC: [M+H]+=327.1478 (327.1473)

DOnemeHTapHbli aHanmu3: C=55.38(55.21); H=6.85(7.10); N=8.41(8.58)

ITpomexxyTouHoe coeaunenue 20b: TpeT-byTui 3-{4[6uc(TpeT-0yTOKCHMKapOOHUII)aMHHO |
OyTun }-1-6eH3uin-4-3Tokcu-4-okco- 1,4-azadochunan-3-kapobokcunar

[TpomexxyTounoe coenrHenre 20b moy4aroT UCXOAs U3 TPOMEKYTOUHBIX COETMHEHUH 19
1 204 B COOTBETCTBUU C OIUCAHHOM BbIIIE MeTOJUKOM C.

SIMP 'H: (AMCO-dg, 400 MI') 6 7.30 (m, SH), 3.97 (m, 2H), 3.63-3.43 (dd, 2H), 3.36 (m,

2H), 2.93-2.33 (m, 2H), 2.79 10 2.47 (m, 2H), 1.93 (m, 2H), 1.93 (m, 2H), 1.43 (m, 2H), 1.42 (s,
18H), 1.36 (s, 9H), 1.21 (t, 3H), 0.83 (m, 2H).

UK (em'): 1744, 1711 em™! (C=0), 1276 em™! (P=0).

I[TPUMEP 25: 3-(4-AMuH0OYyTUN)- 1 -OeH3MIT-4-TUAPOKCU-4-0KCO- 1 ,4-a3adpochuHan-3-
KapOOHOBAasI KUCIIOTa

[Tpumep 25 mony4aroT B COOTBETCTBUM C OMIMCAHHOM BBIIIIE METOIMKOM D ucxoas us3
IIPOMEXYTOYHOT'0 coeuHeHus 20b.

SIMP 'H: (400 MTIy, JAMCO-d6) 6 uact. Ha muH. 8.2 (sl, 3H), 7.3 (m, 5H), 3.7/3.5 (2*(d,
1+1H), 3.05/2.4 (2*(m, 1+1H), 2.75/2.55 (2*(m, 1+1H), 2.7 (m, 2H), 1.8 (m, 1H), 1.6-1.1 (m,
7H)

ESI/FIA/HR u MC/MC: [M+H]+=341.1628 (341.1630)

DnemeHTapHbIN aHanmu3: C=55.99(56.46); H=7.14(7.40); N=8.13(8.23)

ITpomexxyTounoe coeaunenue 20c: TpeT-byTui 3-{5-6uc(TpeT-0yTOKCUKapOOHMI)aMHHO |
TIEHTHU } - 1 -OeH3UI-4-3TOKCH-4-0KCc0- 1 ,4-a3adochuHaH-3-kapOOKCHIIAT

[TpomexxyTouHoe coequHenue 20¢ MoIy4yaroT UCXOs U3 TPOMEKYTOUHBIX COeTMHEHUH 19
1 206 B COOTBETCTBUM C OITMCAHHOM BbIlIE MeToiukomn C.

SIMP 'H: (400 MT'y, AMCO-d6) & uact. Ha MiH. 7.32-7.2 (m, SH), 3.99 (m, 2H), 3.8 (m,
2H), uentpupoBanHusbIii ipu 3.5 (AB, 2H), 3-2.3 (m, 4H), 2-1.8 (m, 4H), 1.45/1.35 (2s, 27H),
1.35/1.15 (2m, 4H), 1.2 (t, 3H), 0.75 (m, 2H)

ITPUMEP 26: 3-(5-AMuHoTnIeHTH)- | -OeH3UI-4-TuapoKcu-4-okco- 1,4-azadochunan-3-
KapOOHOBAas KUCIIOTa

[Tpumep 26 moyyaroT UCXOs U3 IPOMEKYTOUHOTO coeMHEeHUst 20C B COOTBETCTBUU C
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OIIMCAaHHOM BBIlIIE MeToauKou D.

SIMP 'H: (400 MTI';, D20) 6 yact. Ha MiIH. 7.5 (m, SH), neHTpupoBaHHbIi ipu 4.32 (AB,
2H), 3.7/3.35 (2m, 2H), 3.5/3.1 (2dd, 2H), 2.9 (t, 2H), 2.2/1.78 (2m, 2H), 1.95/1.45 (2m, 2H), 1.6
(m, 2H), 1.3 (m, 2H), 1.1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=355.1792 (355.1786)

OnemeHTapHbiit aHanmuz: C=58.04(57.62); H=7.37(7.68); N=7.95(7.90)

ITpomexxyTounoe coenuuenue 20d: Tpet-bytun 1-6en3umn-3-({6-[Ouc-TpeT-
OyTOKCHKAPOOHMIT)aMUHO |TIMPUIUH-3-1J1 } METHIT)-4-3TOKCU-4-0KCO-1,4-a3adochunan-3-
KapOoOKcuIIaT

ITpomexxyTounoe coenuHenue 20d mOIy4aroT UCXOS U3 TPOMEXKYTOUHBIX COEIMHEHUI 19
1 211 B COOTBETCTBUM C OITMCAHHOM BbIlIe MeToaukom C.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 8.18 (s, 1H), 7.4-7.25 (m, 6H), 7.18 (d,
1H), 4 (m, 2H), 3.8 (m, 2H), 3.58/3.5 (2d, 2H), 3-2.6 (m, 4H), 2.25/2.1 (2m, 2H), 1.4 (s, 27H),
1.2 (t, 3H)

ITPUMEP 27: 3-[(6- AMUHOTIMPUIUH-3-UT)METHI |- | -OeH3UI-4-TUApOKCU-4-0KCO- 1,4~
azadochunaH-3-kapOOHOBAs KUCITOTA

[Tpumep 27 nonydaroT UCXOAs U3 IPOMEKYTOUHOTO coeMHeHUs 20d B COOTBETCTBUM C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MT', D20) & uacr. na muts. 7.51 (dd, 1H), 7.42 (d, 1H), 7.4-7.25 (m, 5H),
6.75 (d, 1H), nentpupoBanusiit mpu 4.25 (AB, 2H), 3.78 (m, 1H), 3.4 (dd+m, 2H), 2.95 (dd,
1H), 2.7 (dd, 1H), 2.6 (dd, 1H), 2.28/1.85 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=376.1418 (376.1426)

DnemeHTapHbIN aHanu3: C=57.18(57.60); H=5.82(5.91); N=11.25(11.19)

ITPUMEP 28: 3-[(2-AMuHOTIUpUAUH-4-UT)METHI |- 1 -OeH3UI-4-TUAPOKCH-4-0KCO- 1,4~
azadochunan-3-kapOOHOBAs KUCITOTA

[Tpumep 28 nonyyaroT UCXOAs1 U3 MPOMEKYTOUHBIX cOeIMHEHUI 19 1 212 B COOTBETCTBUU
C onMcaHHbIMU BbIlle MeToguKaMu C u D 06e3 0UMCTKU MPOMEKYTOUYHOTO COSAUHEHUS.

SMP 'H: (400 MTI', D20) 6 yact. Ha MiH. 7.6 (dl, 1H), 7.4 (m, 5H), 6.55 (m, 2H), 4.6/4
(dd, 2H), 3.9-3.4 (m, 2H), 3.6/2.75 (dd, 2H), 3/2.7 (dd, 2H), 2.3/1.9 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=376.1428 (376.1426)

DOnemeHTapHbii aHanuz: C=56.70(57.60); H=5.45(5.91); N=10.87(11.19)

ITpomexxyTounoe coenuuenue 20e: Tpet-byTun 1-6en3u-3-(3-{[6uc-(Tpet-
OyTOKCHKapOOHMIT)aMUHO [METHIT } -OeH3MIT)-4-3TOKCH-4-0KC0- 1 ,4-a3adochuHaH-3-KapOOKCHIaT

[TpomexyTounoe coenuHeHue 20e MoayqdaroT UCXOASI U3 TPOMEKYTOUHBIX COEAUHEHUN 19
1 208 B COOTBETCTBUHU C ONMMMCAHHOM BBhIIIe MeToIuKoM C.

SIMP 'H: (400 MTI'u, IMCO-d6) 6 yact. Ha miH. 7.4-7.3 (m, 5H), 7.15 (t, 1H), 7.1 (sl, 1H),
7.05/6.95 (d, 2H), 4.6 (s, 2H), 4 (m, 2H), 3.7/3.45 (dd, 2H), 3.35 (m, 2H), 2.9/2.15 (m, 2H), 2.7/
2.55 (dd, 2H), 2.05 (m, 2H), 1.4 (s, 27H), 1.2 (t, 3H)

ITPUMEP 29: 3-[[3-(AMunomeTun)beHun|meTun]- 1-6eH3un-4-rugipokcu-4-okco-1,4-
azadochuHaH-3-KapOOHOBAS KHCIIOTA

[Tpumep 29 nomyvaroT UCXO1s1 U3 TPOMEXKYTOUHOTO COeTMHEHUS 20€ B COOTBETCTBUH C
OIIMCAaHHOM BBIlIIE MeTOoauKoM D.

SIMP 'H: (400 MTI'y, D20) 6 yact. Ha MiH. 7.3 (m, 5H), 7.3-7.05 (m, 4H), 4.4/3.95 (dd, 2H),
4 (dd, 2H), 3.8-3.3 (m, 2H), 3.55/2.75 (dd, 2H), 3/2.7 (dd, 2H), 2.2/1.8 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=389.1623 (389.1630)

DOnemeHTapHbii aHanmu3: C=61.37(61.85); H=6.30(6.49); N=7.05(7.21)
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ITpomexxyTounoe coeauuenue 20F: Tper-bytun 1-6en3un-3-(4-{[ouc(TpeT-
OyTOKCHKapOOHMIT)aMUHO |METHIT) } OeH3MIT )-4-3TOKCH-4-0KCo- 1 ,4-a3adochunan-3-kapOokcumaT

[TpomexxkyTouHoe coequHenue 20f mory4aroT UCXO/IS U3 TPOMEKYTOUHBIX COeTMHEHUH 19
1 209 B COOTBETCTBUM C OITMCAHHOM BbIlIE MeToiukom C.

SIMP 'H: (400 MI'uy, AMCO-d6) & yact. Ha MiH. 7.35 (m, SH), 6.99 (d, 2H), 6.91 (d, 2H),
4.6 (s, 2H), 3.98 (m, 2H), 3.5 (s, 2H), 3.27 (m, 2H), 2.95/2.22 (2*m, 2H), 2.75/2.49 (2*m, 2H),
2.05 (m, 2H), 1.35 (2*s, 27H), 1.18 (t, 3H)

aMmP B¢ (400 MTI'u, AMCO-d6) 6 yact. Ha mutH. 152, 138, 137, 135, 130, 128, 126, 82,
62, 60, 55.5, 50.5, 48.5, 34, 28, 24.5, 16

ITPUMEP 30: 3-[[4-(AMunomeTun)denun | MeTun]- 1-6eH3un-4-ruApokcu-4-okco-1,4-
azadochunan-3-kapOOHOBAs KUCITOTA

ITpumep 30 nonyyaroT UCXOAs U3 MIPOMEKYTOUHOTO coeuHeHus 20f B COOTBETCTBUM C
OIIMCAHHOM BBILLIE METOAUKON D.

SMP 'H: (400 MTI'y, D20) 6 yact. Ha MiiH. 7.2 (m, SH), 7.1/7 (dd, 4H), 4.3/3.9 (dd, 2H), 4
(m, 2H), 3.7-3.25 (m, 2H), 3.45/2.65 (dd, 2H), 2.9/2.65 (dd, 2H), 2.15/1.75 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=389.1623 (389.1630)

OnemeHTapHbiii aHanmu3: C=61.41(61.85); H=6.36(6.49); N=7.40(7.21)

ITpomexxyTounoe coequnenue 20b: Tpet-byTun 3-{4[6uc(Tper-6yTOKCMKapOOHUIT)aMHHO |
OyTui }-1-0eH3u-4-3T0KCH-4-0KC0- 1,4-a3adochunan-3-kapdbokcunat

B Tpexropmayio kosn0y 00beMOM 1 JI, OCHAILIEHHYIO MEXaHUYECKON MEIIAIKON,
rocieaoBaTeNbHo 1Mo atMochepoit aprona Beoaat JAMCO (30 mi) u 60%-b1it NaH (8.48 T,
212 mMmornet, 1.5 3kB.). KonOy BeIIep>KMBAIOT TP KOMHATHOMW TEMIIEPATYPE C UCIIOIb30BAHUEM
Bo/IsiHOM Oanu. PacTBop npomexyTouHoro coeauHeHust 204 (54.6 r, 155 mMmorett, 1.1 3kB.) B
JAMCO (25 mut) 3aTem J0OABISAIOT 11O KAIUISM B TEUEHUE S MUHYT. PacTBOp MpOMEXyTOUHOTO
coenunenus 19 (50 r, 141.5 mmouneit) B JIMCO (120 mi) 3aTemM 700OaBIISIIOT 11O KAIlIsIM,
noaaepxxubas tremiepatypy Hke 20°C. [Tocne okoHuanust 1o6aBeHus, 3aTeM 100aBIISIOT
100 M1 6e3BogHOTO TI'®D 114 oaepkaHus epemerBanus. Yepes 3 4., peakMOHHYIO
CMECh OXJIAXKIAIOT IPU IMOMOIIY OaHU C JIeISTHOM BOJIOW U TUIPOJIM3YIOT IyTeM 100aBIeHUs
500 mut HaceieHHoro pacrsopa NHyCI. ITocre yero cMech 3KkCTparupyroT ocpeacTBOM

AcOEt (3x300 mur). 3aTem opraHndeckue pasbl 0ObEIUHSIOT, IPOMBIBAIOT HACHIIIIEHHBIM
pactBopoM NaCl (2x300 mur), u cymat Hagx MgSO4 nepen KOHIEHTPUPOBAHUEM MO

CHIDKEHHBIM JaBiieHUeM. TakuM oOpa3oM, MOJIy4aroT KEeITOBAThIM 0cagok (92.5 1), 3aTeM
OYMINIAIOT XpoMaTorpadueit Ha cunukarese ¢ npumenenuem cmecu CH,Cl,/AcOEt/MeOH B

kauecTBe mtoeHTa. Llenesoii nmponykt (69.3 r, 110.9 mMmoreit), cmech U3 4 TMACTEPEOU30MEPOB,
MOJIy4aloT B BUJI€ TBEPJOrO BEUIECTBA OEI0T0 LBETA C BHIXOJAOM 78%.

Mertonuka E: Crioco6 ocyniecTBieHHs 1e0eH3UTMPOBAHUS TUIPOTEHOIN30M

[Tpomexytounoe coeaunenue 21: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCMKapOOHMIT)aMHUHO]
OyTu }-4-3TOKCU-4-0KCO-1,4-a3adochuHan-3-kapOoKcuIaT

B x010y 06beMoOM 2 11 Ipu TEMIEpAType OKPYIKAIOIIEH Cpeibl U MO IIOTOKOM aproHa
IIOCIIEA0BATEIIBHO BBOAAT NMPOMEXYTOUHOE coenrHenue 20b (73.6 T, 117.8 Mmorneit), 3TaHON
(1 ), Pd/C (7.36 1, 10 mac.-%) v 37%-yro HCI (7.85 mi, 0.8 5kB.). 3aTe€M aproH 3aMeHSIOT
atMocdepoii Bogoposa. Peaknuto moaseprator XKX/MC. Uepes 4 4., peakuus SBIISICTCS
3aBEpIIEHHOMN, U KATAIM3ATOP (PUIBTPYIOT HA CTEKIIOBOJIOKHE. DWIIBTPAT BbIIIAPUBAIOT
JTIOCyXa, YTOOBI TTOJYUUTD KEJITOE MACIIO, KOTOPOE IKCTparupyroT mpu nomoinu AcOEt (400
M) u tocpeactBoM 10% pactBopa NaHCO5 (400 mn). ITocne orcranBanusi, BOJHYIO (pazy

skcTparupyroT rmpu nomoiny AcOEt (3x100 mur). Opranuueckue $ha3bl 0ObEAUHSIOT, 3aTEM

Crp.: 32



10

5

20

25

30

35

40

45

RU 2729641 C2

IIPOMBIBAIOT HACBIIEHHBIM pacTBOpoM NaCl (400 mun), cymuat Hag MgSO,4 M KOHIEHTPUPYIOT,

YTOOBI MMOJIYYUTh MPOMEKYTOUHOE coeauHeHre 21, okuaaeMoe B BUIe TBEPAOIO BellleCcTBa
Oemroro seta (57.6 T, 107.7 mmoreii) ¢ BeIxogoM 91%.

SIMP 'H: (AMCO-dg, 400 MI'1) 6 4.05 1o 3.85 (m, 2 H), 3.45 (m, 2 H), 3.1 10 2.6 (m, 4
H), 2.3-1.7 (m, 4H), 1.45 (s, 18 H), 1.40 (s, 9 H), 1.20 (t, 3 H), 1.5-0.9 (m, 4 H).

UK (em™): 3100-3500 cm™' (OH), 3314 em™ (NH), 1712-1693 em! (C=0).

Meroauka L: Crioco® ocyIiecTBIeHUs CUHTEe3a allbIeTuI0B Ary-Ar-CHO myTtem couetanus

o Cyasyku

HenoctynHble KOMMEpPUYECKH aJIbJIETHU/IBI OYYaJId B COOTBETCTBUU C OMIMCAHHOW HUXKE
METOJUKOMH:

B xon1be 06eMOM B 1 JT IO aproHOM IPY TEMIIEPATYPE OKPYKAIOIIIEH CPeTbl
MOCJe10BaTeNbHO BBOAST 3TaHOJI (500 MiT), 60poHOBYIO KUCIIOTY Arp-B(OH), (92.7 MMmoreit,

1.2 3kB.) 1 6pomapuaibaerua uin opomrerepoapunansaerua Br-Arj-CHO (77.3 mMmonrneit).
PactBop neraszupyror apronom B teuenue 15 mun. Pd(PPhs), (1.78 1, 1.55 mmomneit) u Na,CO5
(92.7 m11 pactBopa 2M B H,O, 185 mMmoreit, 2.4 9kB.) 3aTeM BBOJAT ojiHoM nopuueit. [Tocne

J00aBIIeHUS], PEAKIIMOHHYIO CMECh KUIIATSAT C OOPATHBIM XOJIOJUIBHUKOM B T€UEHHUE 5 4.
3atem cpeny BblllapuBatoT gocyxa. Ocagok skcrparupytot npu nomoinu XM (1 1) u H,O

(200 mn). ITocne orcrauBanmsi, BOAHYIO (pa3y 3KCTparupyroT rmocpeacrsoM JAXM (200 mir).
Opranudeckue (ha3bl 00BEIUHSIOT, 3aTEM ITPOMBIBAIOT HAChIIeHHBIM pacTBopoM NaCl (400
MI1), cymiaTt Hag MgSO,4 M KOHUEHTPUPYIOT IO/ CHUKEHHBIM aBiieHueM. Ocagok 3aTeM

OUMIIAIOT (iIdII-XpoMaTorpadueii Ha cunukarene. LieneBoi mpoayKT mosty4yaroT ¢ BBIXOAaMU
oT 59 10 94%.
ITpomexxyTounoe coenuuenue 213

Cl

s
g

SIMP 'H: (400 MTI'y, JAMCO-d6) 6 uact. Ha MmuH. 9.89 (s, 1 H), 7.94 (dd, 1 H), 7.77 (td, 1
H), 7.63 (tI, 1 H), 7.54 (dl, 1 H), 7.54/7.4 (2m, 4 H)
[TpomexyTounoe coenuuenue 214

oS
Cil I
SIMP 'H: (400/500 MTI'u, IMCO-d6) 6 yact. Ha miH. 9.72 (s, 1 H), 7.96 (d, 1 H), 7.79 (t,

1 H),7.65(t, 1 H),7.6 (t, 1 H), 7.48 (m, 3 H), 7.4 (d, 1 H)
ITpomexxyTounoe coenuuenue 215

Crp.: 33
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SIMP 'H: (400/500 MTI'u, AMCO-d6) 6 yact. Ha MitH. 9.91 (s, 1 H), 7.95 (d, 1 H), 7.78 (m,
1 H),7.78 (m, 1 H), 7.74 (d, 1 H), 7.64 (t, 1 H), 7.53 (d, 1 H), 7.44 (dd, 1 H)
0 DEI (70eV): [M]+. = 250
ITpomexxyTouHoe coenuuenue 45

SIMP 'H: (400 MTI'y, JIMCO-d6) & uact. Ha MutH. 9.59 (s, 1 H), 9.43 (s, 1 H), 8.46 (d, 1 H),
8.26(d, 1 H), 8.06 (d, 1 H), 7.85 (t, 1 H), 7.81 (t, 1 H), 7.77 (d, 1 H), 7.74 (t, 1 H), 7.51 (d, 1
» H),7.24(d,1H)
ITpomexxyTouHOe coenuuenue 217

F

SIMP 'H: (400 MTI'y, CDCI3) & yacTt. Ha MyH. 9.2 (s, 1 H), 8.1 (dd, 1 H), 7.85 (m, 2 H), 7.4
30 (m, 2 H), 7.3 (dd+s, 2 H), 7.2 (td, 1 H)

SIMP '°F: (400 MTI'u, CDCI3) & uact. Ha min. -101.1

I'X-EI (70eV): [M]". = 256
ITpomexyTounoe coequuenue 218

o\
g)/m
o

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacT. Ha MaH. 9.25 (s, 1 H), 8.8 (d, 1 H), 8 (m, 1 H),
7.85 (m, 1 H), 7.85/7.75 (2m, 2 H), 7.05 (d, 1 H)
ITpomexxyTouHnoe coenuuenue 219

=0
!
A

SMP 'H: (400 MI'u, AMCO-d6) 6 yact. Ha mutH. 10.05 (s, 1 H), 9.2 (s, 1 H), 8.05 (m, 2 H),
7.7 (m, 3 H)

35

40

Crp.: 34
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ITpomexxyTouHoe coearHeHue 46
he
)
o

<

Cl

SIMP 'H: (400 MI'y, AMCO-d6) 6 vact. Ha miH. 9.81 (s, 1 H), 8.02 (dd, 1 H), 7.58/7.52

(2d,4 H), 7.46 (td, 1 H), 7.4 (dd, 1 H)
I'’X-EI (70eV): [M]+. =234
[TpomexxyTounoe coeauuenue 221

L,

A

SMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 9.82 (s, 1 H), 7.97 (dd, 1 H), 7.42 (d, 2
H), 7.38 (td, 1 H), 7.35 (dd, 1 H), 7.09 (d, 2 H), 3.83 (s, 3 H)

ITpomexxyTouHoe coearHeHue 222
7
|
(o

o

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha miH. 9.82 (s, 1 H), 7.99 (dd, 1 H), 7.42 (m, 3

RU 2729641 C2

H), 7.08/7.01 (2d1, 2 H), 7.06 (sl, 1 H), 3.82 (s, 3 H)

ITpomexxyTouHnoe coenuuenue 223

N,
i I
o7 NJ

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MutH. 9.9 (s, 1 H), 7.92 (dd, 1 H), 7.78 (td, 1
H), 7.69 (dd, 1 H), 7.65 (dd, 1 H), 7.38 (d, 1 H), 7.07 (d, 1 H), 3.68 (s, 3 H)

[TpomexxkyTouHoe coeuHeHue 47
=0

/ \
s

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 9.8 (sl, 1 H), 7.68 (dd, 1 H), 7.62 (m, 2

H), 7.54 (m,3 H),7.5(d, 1 H)
I'X-EI (70eV): [M]+. = 188
[TpomexxyTouHoe coeMHenue 225

Crp.: 35
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N
SJ
SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 10.35 (s, 1 H), 8.07 (d, 1 H), 7.99 (d, 1
H), 7.88 (m, 2 H), 7.79/7.67 (2*t, 2 H)
ITpomexxyTouHOE coemHeHue 226

(o)
I

“N
/
/N\<
SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MaH. 9.9 (s, 1 H), 7.95 (d, 1 H), 7.8 (m, 1 H),

7.65 (m, 1 H),7.5(d, 1H),6.85(s,1H),3.4(s,3H),2.4 (s,3 H)
[TpomexxyTouHOe coenuHenue 227

Ox N
|
&

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MiH. 9.85 (s, 1 H), 8.15 (m, 1 H), 8.06 (m, 1
H),7.85 (m, 1 H), 7.74 (s, 1 H), 7.7 (m, 1 H), 7.7 (m, 1 H), 7.7 (m, 1 H), 7.35 (m, 1 H), 6.95
(m, 1 H)

ITpomexxyTouHoe coeauHeHue 48

SIMP 'H: (400/500 MTI'u, AMCO-d6) 6 yact. Ha MiH. 9.53 (s, 1 H), 8.08 (d, 1 H), 8.08 (d,
1 H), 8.02 (dd, 1 H), 7.83 (td, 1 H), 7.71 (tt, 1 H), 7.63 (dd, 1 H), 7.57 (td, 1 H), 7.51 (d, 1 H),
7.49 (d, 1 H), 7.49 (td, 1 H), 7.38 (dt, 1 H)

SAMP 3C: (400/500 MTI'u, AMCO-d6) 6 yact. Ha MiH. 192, 143.5, 135.5, 135, 134, 133,
132, 128.5, 128.5, 128, 128, 127, 127, 126.5, 125.5, 125
[TpomexxyTouHoe coemHuenue 229

SIMP 'H: (400 MT', CDCI3) & uacr. Ha Mis. 9.9 (s, 1 H), 8.05 (dd, 1 H), 7.15 (m, 2 H), 7

Ctp.: 36
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(d, 1 H), 6.9 (m, 2 H), 3.95 (2s, 6 H)
DEI (70eV): [M]". = 260
ITpomexyTounoe coenuuenue 230

~o
Z "N

I
)@

HO

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 10.8 (sl, 1 H), 9.7 (s, 1 H), 8.2 (d, 1 H),
7.83(d, 1 H),7.79 (dd, 1 H), 6.95 (dd, 1 H), 6.91 (d, 1 H), 6.77 (d, 1 H), 3.9 (s, 3 H)

ITpomexxyTouHOe coenuHeHne 49

SIMP 'H: (400 MI'y, CDCI3) & wact. Ha MyH. 10.2 (s, 1 H), 8 (dd, 1 H), 7.75 (t, 1 H), 7.4

RU 2729641 C2

(dd, 1 H), 7.2 (m, 2 H), 6.8 (d, 1 H), 3.95 (s, 3 H)

I'’X-EI (70eV): [M]". = 231
ITpomexxyTouHoe coeqrHeHue 232

F
q?\ l.S
\o N\/)

SIMP 'H: (400 MTI'n, CDCI13) 6 vact. Ha MutH. 10.5 (m, 1 H), 8.1 (dd, 1 H), 8 (m, 1 H), 7.5

(d,1H),7.4(dd, 1 H),7.25 (td, 1 H)

['X-EI (70eV): [M]". =207
ITpomexxyTouHoe coenuuenue 233

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha miH. 10 (s, 1 H), 8.65 (s, 1 H), 8.06 (m, 2 H),

7.6 (m, 3 H)
ITpomexxyTouHOE coenHeHue 234

Crp.: 37
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Ox N
E;i‘ O
N\
5 F

SIMP 'H: (400 MT', CDCI3) & yact. na mian. 9.8 (s, 1 H), 8.2 (dd, 1 H), 8 (d, 1 H), 7.8 (d,
1 H), 7.75 (s, 1 H), 7.3 (m, 3 H), 6.95 (t, 1 H)
I'X-EI (70eV): [M]". = 240
0 IIpomexyTrounoe coenunenue 50

N—

|
5 o

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha muH. 10.15 (d, 1 H), 8.05 (s, 1 H), 7.86 (dd, 1
H),7.7(, 1 H),7.68 (td, 1 H), 7.53 (dd, 1 H), 7.46 (td, 1 H), 3.91 (s, 3 H)
ITpomexxyTounoe coearHeHue 236

/N

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 10 (s, 1 H), 9.25 (s, 1 H), 8.91 (s, 2 H),
25 8.05(dd, 1 H),7.83 (td, 1 H), 7.73 (td, 1 H), 7.58 (dd, 1 H)
ITpomexxyTouHOe coenuuenue 237

o
|
30 l N
N0~

SIMP 'H: (300 MTI'u, AMCO-d6) 6 uact. Ha miH. 9.9 (s, 1 H), 8.25 (s, 1 H), 7.95 (d, 1 H),
7.85(dd, 1 H), 7.75/7.6 (2*m, 2 H), 7.55 (d, 1 H), 6.95 (d, 1 H), 3.9 (s, 3 H)
35 ITpomexxyTouHoe coeauHeHue 238

o/

®
. O@

SIMP 'H: (400/500 MTI'u, AMCO-d6) 6 yact. Ha MJH. 9.64 (s, 1 H), 7.68 (d, 1 H), 7.63 (t,
1 H),7.57 &, 1H),7.51 (¢, 1H),7.47(d,1H),7.45(t,1H),7.42(d, 1 H),7.34(d, 1 H), 7.17/
7.03 (2*m, 5 H)

4 [TpoMexyTouHOE coeuHenue 51

Crp.: 38
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pca

SIMP 'H: (400 MTI'uy, AMCO-d6) 6 yact. Ha miH. 9.8 (s, 1 H), 8 (d, 1 H), 7.8 (t, 1 H), 7.69
(t, 1 H),7.6(d,1H),7.55(m,2H),7.4(d,1H)

I'X-EI (70eV): [M]+. =250

ITpomexxyTounoe coenuuenue 240

(L

|
o

()

SIMP 'H: (400/500 MT'u, IMCO-d6) & uacr. Ha M. 9.95 (s, 1 H), 8.07 (d, 1 H), 8.02 (m,
2 H),7.99 (d, 1 H), 7.98 (dd, 1 H), 7.8 (td, 1 H), 7.64 (d, 1 H), 7.62 (td, 1 H), 7.62 (m, 1 H), 7.6
(m, 2 H)

SAMP 13¢: (400/500 MTI'u, AMCO-d6) 6 yact. Ha mutH. 192, 134, 131.5, 129, 128, 128, 128,
128, 127.5, 127
[TpomexxyTouHoe coeauuenue 241

SIMP 'H: (400/500 MTI'w, JAMCO-d6) 6 yact. Ha MitH. 9.98 (s, 1 H), 7.95 (dd, 1 H), 7.78 (m,
1 H),7.78 (m, 1 H), 7.75 (d, 2 H), 7.72 (t, 1 H), 7.63 (d, 1 H), 7.62 (t, 1 H), 7.61 (t, 1 H), 7.49
(t,2H),7.44 (dt, 1 H), 7.4 (t, 1 H)

SAMP 13C: (400/500 MT'ny, IMCO-d6) & uact. a muH. 192, 145.5, 140, 134, 133.5, 131,
129, 129, 128, 128, 128, 127.5, 127, 127, 127
ITpomexxyTouHOE coequHeHne 52

&

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha miH. 9.77 (s, 1 H), 8.05 (dd, 1 H), 7.82 (td, 1
H),7.7(td, 1 H), 7.6 (d,2 H), 7.5 (t, 1 H), 7.35 (dd, 1 H)
[TpomexxyTouHOe coenvHeHue 243

O

I
ey
\N,l

SIMP 'H: (400 MI'y, AMCO-d6) 6 vact. Ha MiH. 9.9 (s, 1 H), 9.25 (s, 1 H), 8.95 (s, 2 H),

¢

Crp.: 39
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8.15 (dd, 1 H), 7.55 (m, 2 H)

SMP °F: (400 MT'y, IMCO-d6) & uact. Ha muH. -102.8
ITpomexxyTouHoe coeqrHeHue 244

SMP 'H: (400 MTI'u, CDCI3) & uact. Ha mytH. 10 (s, 1 H), 8.25 (dd, 1 H), 8.05 (dd, 1 H), 7.7
(td, 1 H), 7.55 (td, 1 H), 7.4 (dd, 1 H), 6.9 (dd, 1 H), 6.75 (dd, 1 H), 4 (s, 3 H)
ITpomexxyTouHoe coenuueHue 245

SMP 'H: (400 MT'n, IMCO-d6) & uacr. va muts. 9.7 (s, 1 H), 7.9 (dd, 1 H), 7.75 (d, 1 H),
7.58 (t, 1 H), 7.43 (d, 1 H), 7.25-7.15 (m, 2 H), 6.91 (dd, 1 H), 3.87 (s, 3 H), 3.38 (s, 3 H)
ITpomexxyTouHOe coenuHenue 53

O
I

=
s/

SIMP 'H: (300/400/500 MI'y, AMCO-d6) 6 yact. Ha mutH. 10.03 (s, 1 H), 7.98 (dd, 1 H),
7.83(dd, 1 H), 7.46 (dd, 1 H), 7.43 (td, 1 H), 7.36 (dd, 1 H), 7.25 (dd, 1 H)

sIMP B¢ (300/400/500 MI'y, AMCO-d6) 6 uwact. Ha muH. 190.2, 165, 140.3, 137.3, 131.2,
130.7, 130.6, 129, 128.4,117.8, 115.9

SIMP '°F: (300/400/500 MT'i, IMCO-d6) & uacrt. Ha MiH. -103
ITpomexyTouHoe coenuHenue 247

SIMP 'H: (300/400/500 MT'u, IMCO-d6) 8 uact. na mits. 9.9 (s, 1 H), 8.06 (s, 1 H), 8.05
(d, 1 H), 8.04-8.02 (m, 3 H), 7.64 (dd, 1 H), 7.61 (td, 2 H), 7.51-7.47 (m, 2 H)

sIMP B3¢ (300/400/500 MI'y, AMCO-d6) 6 uact. Ha muH. 190.4, 165, 148.3, 131.2, 130.6,
129.5-128.2, 128.2, 127.7, 127.1, 117.9/115.5

SIMP '°F: (300/400/500 MT'i, IMCO-d6)  uacr. na min. -103.2
ITpomexxyTouHOE coenuHeHne 248

Crp.: 40
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SMP 'H: (400 MTI'u, CDCIl3) 6 yact. Ha MutH. 9.88 (s, 1 H), 8.1 (dd, 1 H), 7.74 (s, 1 H), 7.29
(td, 1 H), 7.14 (s, 1 H), 7.1 (dd, 1 H), 3.56 (s, 3 H)
ITpomexxyTouHoe coeMHeHue 54

10

5

SIMP 'H: (400 MI'y, AMCO-d6) 6 vact. Ha MiH. 9.84 (s, 1 H), 8.27 (d, 1 H), 8.04 (dd, 1
H),7.5(td, 1 H), 7.43 (dd, 1 H), 7.1 (dd, 1 H), 6.96 (s, 1 H), 3.91 (s, 3 H)

SAMP PF: (400 MTI', CDCI3) 6 yact. Ha MitH. -101.2
ITpomexxyTounoe coenuuenue 250
20 0

25

SAMP 'H: (400 MI'u, AMCO-d6) d uact. Ha miH. 10.1 (s, 1 H), 8.12(d, 1 H), 7.93 (d, 1 H),
7.78 (dd, 1 H), 7.39 (dd, 1 H), 7.3 (td, 1 H), 3.91 (s, 3 H)
I[TpomexxyTounoe coeauHerue 251

30 IO

YA

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 9.76 (s, 1 H), 7.98 (dd, 1 H), 7.79 (td, 1
H),7.77 (d, 1 H), 7.68 (td, 1 H), 7.56 (dd, 1 H), 7.47 (d, 1 H), 7.39 (dd, 1 H)
I[TpomexyTounoe coequueHue 252

35

(o)
40 \

/\
s

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha MitH. 9.84 (s, 1 H), 8.59 (d, 1 H), 7.69 (d, 1 H),
45 1.5-71.3 (m, 5 H)
ITpomexxyTouHOE coeTMHEHUE 55

Crp.: 41
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.

SIMP 'H: (400 MT'u, AMCO-d6) 6 yact. Ha miuH. 9.64 (s, 1 H), 8.04 (dd, 1 H), 7.62 (d, 1
H),7.5 (m, 1 H), 7.5 (m, 3 H), 7.32 (dd, 1 H)
[TpomexyTounoe coenruenue 254

Fcf"’

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha MmiH. 9.8 (s, 1 H), 8 (dd, 1 H), 7.45 (m, 3 H),
7.15 (m, 2 H), 7.1 (dd, 1 H), 5.25 (s, 2 H), 3.4 (s, 3 H)
ITpomexxyTouHoe coemuHeHue 255

HO
0
7S

SIMP 'H: (400 M, IMCO-d6) & uact. Ha mias. 10.75 (s, 1 H), 9.95 (s, 1 H), 7.85 (d, 1
H),7.75(, 1 H),7.25(d, 1 H), 7.2 (d, 1 H), 6.95 (dd, 1 H), 6.9 (s, 1 H)

I'X-EI (70eV): [M]+. =204

ITpomexxyTouHOE coemHeHne 256

HO
(Do
o !
I o_
SIMP 'H: (400 MI'y, AMCO-d6) 6 vacr. Ha miH. 10.6 (s, 1 H), 9.7 (s, 1 H), 7.8 (d, 1 H),

7.05(d, 1 H),7(,1H),6.9(m,2H),6.8(,1H),3.8(2s,6H)
ITpomexxyTouHOE coenuHeHne 56

3
9

SIMP 'H: (300 MTI'y, CDCI3) 6 wact. Ha MitH. 9.9 (s, 1 H), 8.09 (dd, 1 H), 7.5/7.4 (MaccUBHBIA,
5H),7.21(dd, 1 H), 7.15 (dd, 1 H)

SIMP '°F: (300 MI'n, CDCI3) & uacr. Ha mutH. -103.7
ITpomexxyTouHoe coeauHeHue 258

Crp.: 42
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.0
S
5 I Z
N

SIMP 'H: (400 MTI'u, CDCI3) 6 vacrt. na muH. 10 (s, 1 H), 8.73 (d, 2 H), 8.08 (dd, 1 H), 7.71
(dt, 1 H), 7.61 (dt, 1 H), 7.42 (dd, 1 H), 7.35 (d, 2 H)
[TpomexxyTouHO€e coenuHenue 259

_0
i\ \si

SIMP 'H: (400 MTI'y, CDCI3) & uacr. va mun. 10.1 (d, 1 H), 8 (dd, 1 H), 7.62 (dt, 1 H), 7.48
(2*m, 2 H), 7.46 (dd, 1 H), 7.3 (dd, 1 H), 7.2 (dd, 1 H)
[TpomexxyTounoe coenruenue 260

20
_0
| >
_N

2 SIMP 'H: (400 MT'y, CDC13) & uact. Ha M. 9.99 (s, 1 H), 8.71 (dd, 1 H), 8.67 (d, 1 H),
8.07 (dl, 1 H), 7.75 (dt, 1 H), 7.7 (tl, 1 H), 7.59 (tl, 1 H), 7.44 (dd, 1 H), 7.43 (dl, 1 H)
[TpomexxyTouHoe coenvHenue 57

F
30
|
= o
Na I

SIMP 'H: (300 MI'y, CDCI3) & yact. Ha MiH. 9.9 (d, 1 H), 8.74 (dd, 1 H), 8.69 (dd, 1 H),
35 8.12(dd, 1 H), 7.74 (ddd, 1 H), 7.47 (ddd, 1 H), 7.28 (m, 1 H), 7.15 (dd, 1 H)

SAMP '°F: (300 MTI'u, CDCI3) & uact. Ha MiH. -102.6
[TpomexyTounoe coearueHue 262

F
40 %o
“d
o
N

SIMP 'H: (400 MTI'u, CDCI13) 6 vact. na MitH. 9.89 (s, 1 H), 8.75 (d, 2 H), 8.11 (dd, 1 H),
7.33(d,2 H),7.27 (td, 1 H), 7.12 (dd, 1 H)
ITpomexxyTouHoe coenvHeHue 263

10

5

Crp.: 43



10

5

20

25

30

35

40

45

HO

o
g

SMP 'H: (400 MTI'u, CDCI3) 6 uact. Ha MmuH. 9.82 (s, 1 H), 8.01 (d, 1 H), 7.45 (m, 3 H),
7.38 (m, 2 H), 6.94 (dd, 1 H), 6.85 (df, 1 H), 5.72 (sl, 1 H)

ITpomexxyTouHoe coearueHue 264

SIMP 'H: (400 MTI'u, CDCI3) & uacrt. na mits. 9.68 (s, 1 H), 9.35 (s, 1 H), 8.5 (s, 1 H), 8.15
(dd, 1 H), 8.1 (m, 1 H), 7.75 (dt, 1 H), 7.67 (2*m, 2 H), 7.65 (dt, 1 H), 7.51 (m, 1 H), 7.47 (dd,

1 H)

I'’X-EI (70eV): [M]*. = 233.1
[TpomexxyTouHO€e coenvHeHne 265

&

OH

SIMP 'H: (300 MI'y, CDCI3) & uacr. Ha mis. 9.9 (sl, 1 H), 8.03 (dd, 1 H), 7.24 (d, 2 H),

RU 2729641 C2

7.12(td, 1 H), 7.1 (dd, 1 H), 6.95 (d, 2 H), 5.3 (s, 1 H)
SIMP °F; (300 MTI'u, CDCI3) 6 yact. Ha MutH. -102.4

ITpomexxyTouHOE coenHeHne 266

g

SIMP 'H: (400 MTI'u, IMCO-d6) 6 yact. Ha muH. 10.65 (s, 1 H), 9.65 (s, 1 H), 7.8 (d, 1 H),

7.3(s,4H),6.9(dd, 1 H), 6.75 (s, 1 H), 2.35 (d, 3 H)

ITpomexxyTounoe coeauHenue 267

/O
.0
/N

S~

Crp.: 44
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SIMP 'H: (400 MT', IMCO-d6) & uacr. na mus. 9.8 (s, 1 H), 8.2 (d, 1 H), 8.05 (d, 1 H),
7.75 (s, 1 H),7.7(d, 1 H), 7.35(t, 1 H), 7.25 (dd, 1 H), 7.2 (s, 1 H), 6.95 (t, 1 H), 3.9 (s, 3 H)
ITpomexxyTouHoe coeauHeHue 268

5 0
.0
=N
»
N

10
SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha myH. 9.75 (s, 1 H), 8.69 (d, 2 H), 7.97 (d, 1 H),
7.7(dd, 1 H),7.5(,2H),7(d,1H),3.9(,3H)
[TpomexxyTouHoe coenuuenue 269

SO

20 SAMP 'H: (300/400 MTI'y, IMCO-d6) & uacr. Ha mits. 9.8 (s, 1 H), 8 (dd, 1 H), 7.55 (m, 1
H), 7.5 (m, 1 H), 7.45 (d, 1 H), 7.45 (d, 1 H), 7.35 (m, 1 H), 7.3 (dd, 1 H)

SIMP '°F: (300/400 MT'ni, IMCO-d6) & uact. sa s, -103.1, -111.7
ITpomexyTounoe coenuuenue 270

25 HO O o
»

30

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha mutH. 10.75 (sl, 1 H), 9.65 (s, 1 H), 7.81 (d, 1
H), 7.45 (dd, 2 H), 7.3 (dd, 2 H), 6.93 (dd, 1 H), 6.75 (d, 1 H)
ITpomexyTouHoe coenqunenue 271

FF

SIMP 'H: (400 MT'u, CDCI3) 6 vact. Ha MutH. 9.88 (s, 1 H), 8.06 (dd, 1 H), 7.36 (dd, 2 H),
7.19 (m, 1 H), 7.19 (dd, 2 H), 7.11 (dd, 1 H)
ITpomexxyTouHoe coearueHue 272

i F

35

40

Crp.: 45
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SIMP 'H: (400 MT', CDCI3) & uact. Ha M. 9.9 (s, 1 H), 8.05 (dd, 1 H), 7.28 (dd, 4 H),
7.16 (td, 1 H), 7.12 (dd, 1 H), 2.44 (s, 3 H)
ITpomexxyTouHoe coenuuenue 273

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha miH. 9.82 (s, 1 H), 8 (dd, 1 H), 7.48-7.3 (m, 2
H), 7.48-7.3 (m, 2 H), 7 (ddd, 1 H), 3.9 (s, 3 H)

SIMP '°F: (400 MT', IMCO-d6) & uacr. na min. -104.4, -135.7
ITpomexyTounoe coenuuenue 274

F
N
/&N
I \Y
(o]

SIMP 'H: (400 MTI'u, AMCO-d6) 6 vact. Ha mutH. 9.8 (s, 1 H), 8.05 (dd, 1 H), 7.45 (m, 1
H),7.4(d,1H),6.9 (s, 1 H),3.45 (s, 3 H), 2.35 (s, 3 H)

SIMP 'F: (400 MTI'u, AMCO-d6) 6 uact. Ha MITH. -102.9
ITpomexyTounoe coenuuenue 275

o

3
N\>~

o]

7~

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiTH. 9.7 (s, 1 H), 7.95 (d, 1 H), 7.15 (dd, 1 H),
7 (s, 1 H),6.85(s, 1 H),3.9(s,3H),3.4(s,3 H),2.35(s,3 H)
ITpomexxyTouHoe coenmHenue 276

0\ N
[
>
\
0

SIMP 'H: (300/400 MTI'u, AMCO-d6) & yact. Ha MiH. 9.7 (s, 1 H), 7.93 (d, 1 H), 7.8 (s, 1
H),7.18 (dd, 1 H), 7.03 (d, 1 H), 7 (s, 1 H), 3.9 (s, 3 H), 3.54 (s, 3 H)
ITpomexxyTounoe coeauuenue 61

O
|

Crp.: 46
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SMP 'H: (400 MTI', CDCI3) 6 yact. Ha MyH. 9.85 (s, 1 H), 8.15(dd, 1 H), 7.6 (s, 1 H), 7.3
(m, 1 H),7.15(d, 1 H), 6.35 (s, 1 H), 3.75 (s, 3 H)

SMP F: (400 MTI'u, CDCI3) 6 uact. Ha MJtH. -101.2
ITpomexyTounoe coequuenue 278

ci F

oA
SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 9.9 (s, 1 H), 7.98 (dd, 1 H), 7.9 (d, 1 H),
7.84(d, 1 H),7.78 (td, 1 H), 7.77 (dd, 1 H), 7.67 (tl, 1 H), 7.55 (dd, 1 H)

I5 DEI (70eV): [M]+. = 284
ITpomexxyTouHoe coenuuenue 279

20

SMP 'H: (400 MTI'y, AMCO-d6) & uacr. va mus. 9.9 (s, 1 H), 7.9 (d, 1 H), 7.75 (m, 1 H),
7.55(m, 1 H),7.5(d, 1 H),7.1(s, 1 H),7.05(d, 1 H), 6.85 (dd, 1 H), 6.1 (s, 2 H)
ITpomexxyTounoe coenruuenue 280

(o)
25 3

7
N-N
/

30 SMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 9.8 (s, 1 H), 7.99 (d, 1 H), 7.8 (t, 1 H),
7.69 (t, 1 H),7.58 (d, 1 H), 7.55 (d, 1 H), 6.41 (d, 1 H), 3.69 (s, 3 H)

SAMP 3C: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 191, 138, 138, 136, 134, 133, 132, 130,
128, 109, 37
ITpomexxyTouHoe coearHeHue 62

o S
g%

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MmaH. 9.9 (s, 1 H), 7.91 (d, 1 H), 7.75 (t, 1 H),
7.59 (t, 1 H),7.54 (d, 1 H), 7.42 (t, 1 H), 7.05 (dd, 1 H), 7.01 (t, 1 H), 6.98 (dd, 1 H), 3.82 (s, 3
H)

ITpomexxyTouHoe coearHeHue 282
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_0

OO

SIMP 'H: (400 MTI'u, AIMCO-d6) 6 vact. Ha MiH. 9.66 (s, 1 H), 7.86 (d, 1 H), 7.73 (t, 1 H),
7.54(t,1 H),7.46(t,1 H),7.38 (d,1 H),7.31(d, 1 H),7.14(d, 1 H),7.11 (t, 1 H), 3.69 (s, 3 H)
ITpomexxyTouHoe coenruenue 283

L

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MitH. 9.86 (s, 1 H), 8.17 (d, 1 H), 7.78 (d, 1 H),
7.7-7.55 (m, 1 H), 7.7-7.55 (m, 5 H), 7.52 (t, 1 H)
ITpomexyTounoe coearuenue 284

J \;
§”
o)

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha miH. 9.82 (d, 1 H), 8.17 (dd, 1 H), 7.62 (d, 2
H), 7.52 (m, 3 H), 7.43 (d, 1 H)
ITpomexxyTouHOE coenHeHue 63

®

SMP 'H: (400 MTI'u, CDCIl3) 6 yact. Ha MutH. 9.85 (s, 1 H), 8.03 (d, 1 H), 7.5-7.37 (m, 5 H),
7(dd, 1 H), 6.89 (df, 1 H), 3.9 (s, 3 H)
ITpomexxyTounoe coearHeHue 286

e
®

(o] F

F
F

SIMP 'H: (400 MI'y, AMCO-d6) 6 yact. Ha MiH. 9.89 (s, 1 H), 7.95 (d, 1 H), 7.77 (t, 1 H),
7.62 (m, 3 H), 7.53 (d, 1 H), 7.49 (d, 2 H)

SMP PF: (400 MI'u, IMCO-d6)  yact. Ha MIH. -55.59

Crp.: 48
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SIMP 'H: (400 MT', CDCI3) & uacr. Ha mis. 9.9 (d, 1 H), 8.04 (dd, 1 H), 7.68 (dt, 1 H),
7.56 (t, 1 H), 7.39 (d, 1 H), 7.31 (dt, 1 H), 7.01 (dt, 1 H), 6.95 (dt, 1 H)

SIMP °F; (400 MTI'u, CDCI3) 6 wacr. Ha MitH. -109/-110

10
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ITpomexxyTouHOE coenuHeHne 288

SIMP 'H: (400 MI'y, CDCI3) & yact. Ha MaH. 10 (d, 1 H), 8.01 (dd, 1 H), 7.63 (dt, 1 H),

748 (t, 1 H), 7.44 (d, 1 H), 7.29 (s, 4 H), 2.43 (s, 3 H)

[TpomexyTounoe coenuuenue 64

O

SIMP 'H: (400 MI'y, CDCI3) & wact. Ha mytH. 10 (s, 1 H), 8.02 (d, 1 H), 7.62 (t, 1 H), 7.45
(d, 1 H), 7.32 (2*d, 4 H), 4.48 (t, 1 H), 2.99 (hept., 1 H), 1.31 (d, 6 H)

ITpomexyTounoe coenruenue 290

@5 °
|
o

SIMP 'H: (400 MTI'y, CDCI3) 6 yacr. Ha mutH. 10.27 (d, 1 H), 7.99 (dd, 1 H), 7.61 (dt, 1 H),

7.55 (2*m, 2 H), 7.46 (2*m, 2 H), 6.59 (dd, 1 H)

[TpomexyTounoe coequuenue 291

K‘?@
|
N

Ci

SMP 'H: (300 MI'y, IMCO-d6) & uacr. Ha muta. 9.99 (s, 1 H), 8.86 (d, 1 H), 8.82 (df, 1

H), 7.79 (dd, 1 H), 7.6 (2*d, 4 H)
ITpomexxyTouHoe coearHeHue 292

Crp.: 49
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s

SIMP 'H: (400 MT'y, IMCO-d6) & uacr. Ha mus. 9.85 (s, 1 H), 7.95 (d, 1 H), 7.65 (dd, 1
H), 7.6 (s, 1 H), 7.55 (d,2 H), 7.5 (d, 2 H)
[TpomexxyTouHoe coenrHenue 293

Ox

N%
N

)

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MitH. 9.7 (s, 1 H), 8 (dd, 1 H), 7.8 (td, 1 H), 7.7
(td, 1 H), 7.65(d, 1 H), 7.55(dd, 1 H), 6.5 (d, 1 H), 5 (dd, 1 H), 3.8/3.25 (2m, 2 H), 2.25/1.8
(2m, 2 H), 1.9/1.5 2m, 2 H), 1.4 (m, 2 H)

Metoauka F: O61muit crioco® ocyiecTBIeHUs] BOCCTAHOBUTEIIBHOTO AMUHUPOBAHUS UCXO/IS
U3 IIPOMEXYTOYHOT'O COeAMHEHU 21 (CMHTE3 IPOMEKYTOUHBIX COCIMHEHUN 22-127).

B tpexropayto koin0y o6semoM 500 MJT ITpU TeMIiepaType OKpYKaroIe cpeibl U Mo
IMOTOKOM aproHa IocjieJOBATEIbHO BBOAAT IIPOMEKXYTOUHOE coeauHenue 21 (14 r, 26.2
Mmouieit) 6e3BoHbIN JIXM (280 mut), anbaerus (MpoMexkyTouHble coeauHenus 213-293) (39.3
MMoJteH, 1.5 3kB.), a Takxke MgSOy (14 1). [Tocne 1 4. B36anTeiBanus NaBH(OAc); (8.32 1,

39.3 mMmorteit, 1.5 9kB.) 100aBIAIOT MOPUUOHHO U PEAKIIMOHHYIO CMECH MOJIEPKUBAIOT MPU
TEMIIEpATYPE OKPYXkKaIoLIel cpenbl B TeueHue 16 4. 3a peakuuent ciaenst npu nomoum KX/
MC. HepacTBoprMbIe BellleCTBA OTHUIBTPOBBIBAIOT HA MUKPOGUOPE U TPOMBIBAIOT ITPU
riomorry JIXM (100 mi). 3atem puabTpaT mpoMbIBaroT Boaok (1x200 M), moToM
HachIeHHbIM pacTBopoM NaCl (2x200 mur). Opranudeckyto ¢asy cymat Hag MgSO,4 u

KOHIIGHTPUPYIOT ITOJT CHU)KEHHBIM J1aBjieHueM. [1ocie 4ero mojrydeHHOe Maclio OYHUIIAI0T
diu-xpomaTtorpaduett Ha cunukarese (330 r), YToObI HOTYYUTh TPOMEKYTOUHBIE COSTUHEHUS
22-127.

ITPUMEP 31: 3-(4-AMuHOOYTHI)-4-TUIPOKCU-4-0KCO-1,4-a3aochuHan-3-kapOoHOBaS
KHUCITOTa

[Tpumep 31 moaydaroT UCXOS U3 TPOMEKYTOUHOTO COSAMHEHMS 21 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeToauKkou D.

SIMP 'H: (400 MTI', D20) 6 yact. Ha MitH. 3.5-3.65 (2m, 2 H), 3.2 (m, 1 H), 3.05 (dd, 1 H),
2.95 (m, 2 H), 2.15 (m, 1 H), 1.95 (m, 1 H), 1.75 (m, 1 H), 1.65 (m, 2 H), 1.5 (m, 1 H), 1.4 (m,
1 H), 1.25 (m, 1 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 251.1154 (251.1160)

DnemeHTapHbll aHanmuz: C=42.65(43.20); H=7.23(7.65); N=11.24(11.20)

ITpomexxyTouHoe coenruenue 22: TpeT-bytun 3-{4-[ buc(Tper-6yTOKCUKapOOHWI)aMHHO |
oyTui }-1-[(3-pTop-4-runpokcudeHu ) Me T |-4-3ToKcu-4-0kco- 1 ,4-azadochunan-3-
KapOoOKcuiIaT

[TpomexxyTouHOE coeauHEHHE 22 MOIYyYa0T UCXO/IS U3 IPOMEKYTOYHOTO COETMHEHUS 21
U 13 3-pTOop-4-TUIPOKCUOCH3AITBIETHIA B COOTBETCTBUM C OTTMCAHHOM BBIIIE MeTOIUKOMN E

Crp.: 50
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SMP 'H: (400 MTI'u, AMCO-d6) & yact. Ha muiH. 7.0 (d, 1 H), 6.88 (d, 2 H), 3.95 (m, 2 H),
3.5/3.33 (2*d, 2 H), 3.4 (m, 2 H), 2.85/2.3 (2*m, 2 H), 2.8/2.45 (dd, 2 H), 2-1.6 (m, 4 H), 1.42/
1.35 (2%s,27 H), 1.4 (m, 2 H), 1.2 (t, 3 H), 0.9 (m, 2 H)

ITPUMEP 32; 3-(4-AmunoOyTtuin)- 1-[(3-pTop-4-runpokcrudeHrT)Me T |-4-THIPOKCH-4-
okco-1,4-a3adochunan-3-kapOoOHOBAS KUCIIOTA

ITpumep 32 nosryqaroT UCXOIs1 U3 IPOMEXKYTOYHOI'O COEMHEHUS 22 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKON D.

SMP 'H: (300/400 MTI'y, D20) 6 yacr. Ha MmutH. 7.24 (dd, 1 H), 7.12 (dd, 1 H), 7.03 (t, 1 H),
4.32/4.12 (2*d, 2 H), 3.68/3.3 (2*m, 2 H), 3.45/3.07 (2*m, 2 H), 2.92 (m, 2 H), 2.22/1.78 (2*m,
2 H), 1.92/1.58 (2*m, 2 H), 1.58/1.46 (2*m, 2 H), 1.23/1.1 (2*m, 2 H)

SIMP "°F: (300/400 MT'u, D20) 6 uacr. Ha muH. -135.8

ESI/FIA/HR u MC/MC: [M+H]+ = 375.1455 (375.1480)

DnemeHTapHbii aHanuz: C=51.71(51.34); H=6.44(6.46; N=7.64(7.48)

ITpomexxyTouHnoe coenunenue 23: TpeT-bytui 3-{4-[ buc(TpeT-0yTOKCUKapOOHMI)aMHHO |
oytun }-1-[(2,4-mudropdenun)mernn]-4-3Tokcu-4-okco- 1 ,4-a3adocunan-3-kapookcunar

[TpomexxyTouHOE coequHEHUE 23 TTOIYyYaI0T UCXOS U3 IPOMEKYTOYHOT'O COeTMHEHUS 21
U u3 2,4-mupTopOeH3aTbACTHIA B COOTBETCTBUM C OITMCAHHOM BBIIIE MeTOIMKOMN F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 7.44 (m, 1 H), 7.19 (m, 1 H),

7.07 (m, 1 H), 4 (m, 2 H), 3.57 (m, 2 H), 3-2.6/2.35 (m, 2 H), 3-2.6/2.52 (m, 2 H), 2.78 (m,
2 H), 2-1.6 (m, 2 H), 2-1.6 (m, 2 H), 1.39 (m, 27 H), 1.39 (m, 2 H), 1.2 (m, 3 H), 0.82 (m, 2 H)

ITPUMEP 33: 3-(4-Amua0OYyTHIT)-1-[(2,4-1uTOpdheHnT)MeTH |-4-TUAPOKCH-4-0KCO- 1,4~
azadochunan-3-kapOOHOBAs KUCITOTA

ITpumep 33 moaydaroT UCXOIS U3 IPOMEKYTOUHOTO COSAMHEHMS 23 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MT', D20) & yact. Ha MyH. 7.51 (m, 1 H), 7.07 (m, 2 H), 4.37 (s, 2 H),
3.69/3.33 (m, 2 H), 3.49/3.19 (m, 2 H), 2.95 (m, 2 H), 2.21/1.77 (m, 2 H), 1.95/1.49 (m, 2 H),
1.61 (m, 2 H), 1.28/1.14 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 377.1419 (377.1441)

DnemeHTapHbii aHanuz: C=50.66(51.06); H=5.79(6.16); N=7.37(7.44)

ITpomexxyTounoe coenunenue 24: Tpet-bytun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMHUHO |
oytun }-1-[(3,5-mudrop-4-rugpoxcudeHnn)MeTH |-4-3TOKCU-4-0Kco- 1 ,4-a3adochuHan-3-
KapOboKcuIaT

[TpomexyTouHoe coequHeHHe 24 TTOIyYarOT UCXOISl U3 IIPOMEKYTOUHOI'O COeTMHEHUA 21

u 3,5-1udTop-4 ruAPOKCU-OCH3AIBAETUIA B COOTBETCTBUU C ONMMMCAHHOM BBIIIE METOIUKOMN
E

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha muH. 10.1 (sl, 1 H), 6.63 (d, 2 H), 4.1-3.8 (m,
2 H), 3.58-3.3 (m, 2 H), 3.58-3.3 (m, 2 H), 3-2.6/2.3 (2*m, 2 H), 3-2.6/2.49 (2*m, 2 H), 2-1.5
(m, 2 H), 2-1.5 (m, 2 H), 1.4 (m, 2 H), 1.4/1.37 (2*s, 27 H), 1.2 (t, 3 H), 1.1-0.8 (m, 2 H)

ITPUMEP 34: 3-(4-AMuno6ytun)-1-[(3,5-mudTop-4-ruapokcrudeHua ) MeTH | -4-TUAPOKCH-
4-okco-1,4-a3apochunan-3-kapOOHOBAS KUCIOTA

[Tpumep 34 momydaroT UCXOAS U3 MMPOMEKYTOYHOTO COSTUHEHUS 24 B COOTBETCTBUH C
OIIMCAHHOM BBILIE METOAUKOM D.

SIMP 'H: (300/400 MT'y, D20) & uacr. na mis. 7.1 (m, 2 H), 4.33/4.12 (2*%d, 2 H), 3.69/
3.31 (2%dd, 2 H), 3.45/3.09 (2*dd, 2 H), 2.94 (m, 2 H), 2.24/1.78 (2*m, 2 H), 1.93/1.6 (2*m, 2
H), 1.6/1.47 (2*m, 2 H), 1.25/1.13 (2*m, 2 H)

SIMP 'F: (300/400 MTI'y, D20) 6 yacT. Ha MJTH. -132

Crp.: 51
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ESI/FIA/HR u MC/MC: [M+H]+ = 393.1388 (393.1390)

DOnemenTapHbiii aHanuz: C=48.74(48.98); H=5.90(5.91); N=7.10(7.14)

ITpomexxyTouHoe coenruenue 25: TpeT-bytui-3 {4-[ buc(Tper-0yToKcUKapOOHUI)aMHHO |
OyTun }-1-[[4-(mudpTopmeTrin)perns MeTr |-4-3ToKcu-4-0kco- 1 ,4-a3adochunan-3-kapOoKcunaT

[TpomexxyTouHOE coequHEHHE 25 TTOJIyUatOT UCXOIS1 U3 IPOMEKYTOYHOT O COeTMHEHU 21
U 4-(mudpTopMeTHIT)OeH3aIbIeTHAa B COOTBETCTBUHU C OTTMCAHHOM BBIIIE METOIMKOMN F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MaH. 7.55-7.4 (dd, 4 H), 7 (t, 1 H), 4.1-3.85
(m, 2 H), 3.7-3.5 (dd, 2 H), 3.35 (m, 2 H), 3-2.25 (m, 4 H), 2-1.8 (m, 4 H), 1.4 (m, 2 H), 1.4 (s,
18 H), 1.35 (s, 9 H), 1.2 (t, 3 H), 0.8 (m, 2 H).

ITPUMERP 35: 3-(4-AMunoOyTun)-1-[[4-(mudTopmeTin)dheHnt MeTh |-4-TUIPOKCU-4-0KCO-
1,4-a3adochunan-3-kapOboHOBas KUCIOTA

ITpumep 35 moaydaroT UCXOs U3 IPOMEKYTOUHOTO COSAMHEHMS 25 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOU D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MutH. 7.7-7.6 (d, 4 H), 6.85 (t, 1 H), 4.5/4.3 (m, 2 H),
3.8-3.65 (m, 1 H), 3.55-3.35 (m, 2 H), 3.15 (m, 1 H), 2.95 (m, 2 H), 2.25 (m, 1 H), 2-1.75 (m, 2
H), 1.65-1.5 (m, 3 H), 1.3-1.1 (m, 2 H)

SIMP 3'p; (400 MTI'u, D20) 6 yact. Ha MJIH. 26

SIMP "°F: (400 M, D20) & wacr. a s, -110

ESI/FIA/HR u MC/MC: [M+H]+ = 391.1583 (391.1598)

DOnemeHTapHbii aHamu3: C=51.85(52.31); H=6.46(6.45); N=7.04(7.18)

ITpomexxyTouHoe coearHenue 26: TpeT-bytui 3-{4-[ buc(TpeT-0yToOKCUKapOOHMI)aMHHO |
OyTui }-4-3T0KCH- 1 -[[4-ruapokcu-3-(TpudropmeTrin) et | meTri | -4-okco- 1 ,4-a3adochunan-
3-kapbokcuaT

[TpomexyTouHoe coequHeHne 26 MOIy4ar0T UCXOIS U3 IIPOMEKYTOUHOTO COeIMHEHUA 21
U 4-TupoKcu-3-(TpupTopMeTri)OeH3albIeruaa B COOTBETCTBUM C OTIMCAHHOM BBIIIIE
meToaukon F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 10.45 (maccuBHbIi, 1 H), 7.4 (sl, 1 H),
7.34 (dl, 1 H), 6.96 (d, 1 H), 4.1-3.85 (m, 2 H), 3.65-3.3 (m, 2 H), 3.65-3.3 (m, 2 H), 3-2.2 (m,
4 H), 2-1.6 (m, 4 H), 1.38 (m, 29 H), 1.2 (t, 3 H), 0.88 (m, 2 H)

ITPUMEP 36: 3-(4-AMuHOOYTHI)-4-TUAPOKCH- 1 -[[4-TUapOKCcU-3-(TprudTOpMETHI)PEHUT ]
MeTui]-4-okco-1,4-a3adochunan-3-kapboHoBas KHCIOTA

[Tpumep 36 momydaroT UCXOAS U3 MMPOMEKYTOYHOTO COSTUHEHUS 26 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MT', D20) & yacrt. Ha miH. 7.68 (df, 1 H), 7.55 (dd, 1 H), 7.09 (d, 1 H),
4.38/4.2 (2*d, 2 H), 3.7/3.3 (2*dd, 2 H), 3.45/3.09 (2*dd, 2 H), 2.92 (m, 2 H), 2.23/1.77 (2*m,
2 H), 1.93/1.6 2*m, 2 H), 1.6/1.47 (2*m, 2 H), 1.25/1.11 (2*m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 425.1453 (425.1453)

DOnemeHTapHbii aHanmuz: C=48.19(48.12); H=5.16(5.70); N=6.72(6.60)

ITpomexxyTouHoe coenuuenue 27: TpeT-bytun 3-{4-[ buc(Tper-0yTOKCUKapOOHMI)aMHHO |
oytun }-1-[(3-xm0p-5-pTop-4-runpoxcudennn)meTni |-4-3Tokcu-4-okco- 1 ,4-azadochunan-3-
KapOoKcuiIaT

ITpomexyTouHOE coequHeHrE 27 MOIYyYarOT UCXOIS U3 IIPOMEKYTOYHOI'O COeIMHEHUS 21
U 3-xJ10p-5-PpTOp-4-ruApOKCUOEH3aNb/IETHAA B COOTBETCTBUM C ONTMCAHHOM BbIIIE METOIUKOMN
E

SIMP 'H: (400 MI'y, AMCO-d6) 6 wact. Ha MutH. 10.26 (sl, 1 H), 7.12 (sI, 1 H), 7.07 (dl, 1
H), 4.06/3.98 (2quad, 2 H), 3.47 (AB, 2 H), 3.42 (m, 2 H), 3-2.26 (m, 4 H), 1.94 (m, 4 H), 1.41/
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1.37 (2s, 27 H), 1.4 (m, 2 H), 1.25/1.21 (2t, 3 H), 0.92 (m, 2 H)
SMP °F: (400 MT'y, IMCO-d6) & uact. Ha mMuH. -131.7

SIMP 3'P: (400 MT'u, IMCO-d6) 8 uact. Ha MiIH. -43

ESI/FIA/HR u MC/MC: [M+H]+ = 693.308 (693.3083)

ITPUMEP 37: 3-(4-Amuno0yTtun)-1-[(3-ximop-5-¢prop-4-ruapoxcudeHu ) Me THII |-4-
THIPOKCH-4-0KCO-1,4-a3adochrran-3-kapOOHOBAs KUCITOTA

[Tpumep 37 momydaroT UCXOAS U3 MMPOMEKYTOYHOTO COCTUHEHUS 27 B COOTBETCTBUH C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MI'y, D20) 6 yact. Ha MutH. 7.3 (m, 1 H), 7.21 (m, 1 H), 4.31/4.12 (2*d, 2
H), 3.69/3.3 (2*dd, 2 H), 3.45/3.09 (2*dd, 2 H), 2.93 (m, 2 H), 2.24/1.77 (2*m, 2 H), 1.93/1.6
(2*m, 2 H), 1.6/1.47 (2*m, 2 H), 1.27/1.13 (2*m, 2 H)

SAMP '°F: (400 MI', D20) & uacr. ua M. -131.6

ESI/FIA/HR u MC/MC: [M+H]+ = 409.1091 (409.1095)

DneMeHTapHbIN aHanu3: C=47.25(47.01); H=5.75(5.67); N=6.92(6.85)

ITpomexxyTouHoe coenunenue 28: TpeT-byTuin 3-{4-[buc(TpeT-0yTOKCMKapOOHUIT)aMHHO|
Oyt }-1-(2,3-muruapo-1-6en3odypa-5-unmeTun)-4-3Tokcu-4-okco- 1,4-a3adochrunan-3-
KapOOKcHIIaT

[TpomexxyTouHOE coeIMHEHHE 28 MTOTyYaroT UCXOAS U3 IPOMEXYTOUHOTO coelMHEHUs 21
u 2,3-murunpobens3odypaH-5-kapoaabaeruaa B COOTBETCTBUM C ONTMCAHHOM BBIIIIE METOIUKOMA
E

SIMP 'H: (400 MT', IMCO-d6) & uact. Ha mias. 7.13 (d, 1 H), 6.97 (dd, 1 H), 6.68 (d, 1
H),4.5 (t,2 H), 4 (m, 2 H), 3.55-3.3 (m, 4 H), 3.15 (m, 2 H), 3-2.2 (m, 4 H), 1.91 (m, 4 H), 1.39
(m, 29 H), 1.2 (t, 3 H), 0.87 (m, 2 H)

ITPUMEP 38: 3-(4-AMunoOyTin)- 1-(2,3-muruapo- 1 -6er3odypas-S-uamMe T )-4-ruIpoKCcH-
4-oxco-1,4-a3adochunan-3-kapOoHOBaAS KUCTIOTA

ITpumep 38 rosryqyaroT UCXOas U3 IPOMEXKYTOYHOI'O COENMHEHUS 28 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'y, D20) 6 yact. Ha mutH. 7.34 (d, 1 H), 7.2 (dd, 1 H), 6.85 (d, 1 H), 4.59
(t,2 H), 4.14/3.68 (dd, 2 H), 3.68/3.28 (m, 2 H), 3.47/3.06 (m, 2 H), 3.22 (t, 2 H), 2.94 (m, 2 H),
2.22/1.76 (m, 2 H), 1.93/1.47 (m, 2 H), 1.6 (m, 2 H), 1.26/1.12 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 383.1725 (383.1735)

DneMeHTapHbIN aHanu3: C=55.92(56.54); H=6.71(7.12); N=7.17(7.33)

ITpomexxyTouHoe coenunenue 29: TpeT-byTuin 3-{4-[buc(TpeT-0yTOKCMKapOOHUIT)aMHHO|
OyTu }-4-3TOKCH-4-0KCO-1-[(2-0kc0-3H-1,3-6eH30Kcaz0n-6-un)metun]-1,4-azadochunan-3-
KapOOKcHIIaT

ITpomexxyTouHoe coeauHeHHue 29 MOoIydaroT UCXOIS1 U3 IPOMEKYTOYHOT O COeIMHEHHUS 21
u 3H-1,3-6eH30Kca30-kapOanbaeruia B COOTBETCTBUM C OIMCAHHOM BbIIIe MeTOAUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 12.55 (s, 1 H), 7.15 (s, 1 H), 7.05 (dd, 1
H),7(d, 1 H),4 (m,2 H),3.65(d, 1 H), 3.4 (d, 1 H), 3.35 (m, 2 H), 3.05-2.3 (m, 4 H), 2.05-1.8
(m, 4 H), 1.4 (m, 2 H), 1.4 (3s, 27 H), 1.25 (t, 3 H), 0.9-0.7 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 682.3461 (682.3468)

ITPUMEP 39: 3-(4- AmMunoOyTun)-4-rugpoxcu-4-okco-1-[(2-okco-3H-1,3-6en3okcazon-6-
un)metun]-1,4-azadochunan-3-kapOboHoOBast KUCIOTA

[Tpumep 39 nosnydaroT UCXOAS U3 IIPOMEKYTOUHOI'O COCTMHEHHUS 29 B COOTBETCTBUU C
OIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MT'i, D20) § uacr. na min. 7.4 (s, 1 H), 7.3 (dd, 1 H), 7.25 (d, 1 H), 4.45/
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4.25(2dd,2 H), 3.8-3.6 (m, 1 H), 3.45 (m, 1 H), 3.35 (m, 1 H), 3.1 (m, 1 H), 2.95 (m, 2 H), 2.25
(m, 2 H), 1.95 (m, 1 H), 1.65-1.4 (m, 3 H), 1.25/1.1 (2*m, 2 H)
ESI/FIA/HR u MC/MC: [M+H]+ = 398.1455 (398.1480)
OnemenTtapHbiii aHanuz: C=51.17(51.39); H=5.85(6.09); N=10.49(10.57)
[TpomexkyTounoe coenunenue 30: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO|
OyTun}-1-(1 H-6eH3uMuaazomi-5-unmetun)-4-3Tokcu-4-okco- 1,4-azadochrnan-3-kapOokcunat
[TpomexyTounoe coeaqunenue 30 MOIy4aroT UCXOIS1 U3 IPOMEKYTOUHOT O COeIMHEHUS 21
u 1H-6en3umuaason-S-kapoanbaeruaa B COOTBETCTBUM C OITMCAHHOM BbIle MeTO UKo F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 12.4 (sl, 1 H), 8.16 (s, 1 H), 7.7-7.3 (m,
2H),7.14(d, 1 H),3.97 (m, 2 H), 3.72/3.54 (2*d, 2 H), 3.45-3.2 (m, 2 H), 2.97/2.33 (2*m, 2
H), 2.85/2.48 (2*m, 2 H), 2.02-1.85 (m, 2 H), 2.02-1.85 (m, 2 H), 1.39/1.34 (2*s, 27 H), 1.38
(m,2 H), 1.2 (t, 3 H), 0.81 (m, 2 H)

I[TPUMEP 40: 3-(4-Amuno0yTtun)- 1-(1 H-6eH3umunazomn-5-unmMe v )-4-ruipoKcH-4-0Kco-
1,4-a3adocduHan-3-kapOOHOBAS KUCIIOTA

ITpumep 40 nonydaroT UCXOAs U3 IPOMEKYTOUHOTO coeIMHEHUsI 30 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MTI'w, D20) 8 uacr. na M. 8.26 (s, 1 H), 7.77 (df, 1 H), 7.72 (d, 1 H), 7.38
(dd, 1 H), 4.53/4.34 (2*d, 2 H), 3.73/3.36 (2*m, 2 H), 3.47/3.12 (2*m, 2 H), 2.88 (m, 2 H), 2.23/
1.78 (2*m, 2 H), 1.91/1.55 (2*m, 2 H), 1.55/1.45 (2*m, 2 H), 1.18/1.04 (2*m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 381.1692 (381.1691)

DnemeHTapHbIl aHanu3: C=54.46(53.68); H=6.00(6.62); N=14.67(14.73)

[TpomexxyTouHoe coenunenue 31: TpeT-byTtun 3-{4-[buc(TpeT-6yTOKCHMKapOOHUIT)aMHUHO |
oytun }-1-[(2-pTop-4-runpokcudernn)MeTni|-4-3Tokcu-4-okco- 1,4-azadochunan-3-
KapOoKcuIaT

[TpomexyTounoe coequHeHue 31 MOIy4aroT UCXOISl U3 IPOMEKYTOUHOTO COeTMHEHUA 21
U 2-pTop-4-METOKCH-OEH3aIbErH/Ia B COOTBETCTBUM C ONMCAHHOM BbIllIe METOAUKOM F.

SIMP 'H: (400 MI'ny, AMCO-d6) 6 yact. Ha miH. 7.25 (t, 1 H), 6.78 (2*m, 2 H), 4.1-3.9 (m,
2 H), 3.76 (s, 3 H), 3.57/3.46 (2*d, 2 H), 3.36 (m, 2 H), 2.93/2.32 (2*m, 2 H), 2.81/2.47 (2*dd,
2 H), 2-1.8 (m, 2 H), 2-1.8 (m, 2 H), 1.42/1.36 (2*s, 27 H), 1.4 (m, 2 H), 1.2 (t, 3 H), 1-0.75 (m,
2 H)

ITPUMERP 41: 3-(4-Amuno0OyTtun)-1-[(2-pTop-4-rugpoxkcudeHna)MeThI |-4-THAPOKCH-4-
okco-1,4-a3adochuHan-3-kapOOHOBAS KUCIOTA

[Tpumep 41 momydaroT UCXOAS U3 MMPOMEKYTOYHOTO COCTUHEHUS 31 B COOTBETCTBUH C
OIIMCAHHOM BBILLIE METOAMKON D.

SIMP 'H: (400 MTI'u, D20) 6 wacr. Ha mytH. 7.21 (t, 1 H), 6.63 (m, 1 H), 6.63 (m, 1 H), 4.19
(dd, 2 H), 3.58/3.19 (m, 2 H), 3.38/3.04 (dd, 2 H), 2.84 (m, 2 H), 2.1/1.65 (m, 2 H), 1.84/1.5 (m,
2 H), 1.5/1.38 (m, 2 H), 1.17/1.04 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 375.1486 (375.1485)

DOnemeHTapHbii aHamuz: C=51.05(51,34); H=5.28(6.46); N=7.76(7.48)

ITpomexxyTounoe coenunerue 32: Tpet-byTun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMUHO |
OyTuin }-4-3TOKCU-4-0KCo-1-[(6-0kco- 1 H-upuaun-3-um)metun]-1,4-a3adochunan-3-
KapbokcuiaT

[TpomexyTouHoe coequHeHHne 32 MOIyYarOT UCXOIS U3 IIPOMEKYTOUHOIO COeIMHEHU 21
Y 6-TUIPOKCUHUKOTUHAJIBJIETH/IA B COOTBETCTBUU C ONMUCAHHOM BbIIIE METOAUKOM F.

SIMP 'H: (400 My, IMCO-d6) & uact. na muan. 11.45 (s, 1 H), 7.35 (dd, 1 H), 7.21 (df, 1
H), 6.31 (d, 1 H), 4.1-3.9 (m, 2 H), 3.4 (m, 2 H), 3.32/3.19 (2*d, 2 H), 2.9/2.28 (2*m, 2 H), 2.8/
2.44 (2%dd, 2 H), 2-1.7 (m, 2 H), 2-1.7 (m, 2 H), 1.42/1.38 (2*s, 27 H), 1.4 (m, 2 H), 1.21 (t, 3
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H), 1.1-0.85 (m, 2 H)

ITPUMEP 42: 3-(4-AMuHOOYTUI )-4-TUApOKCU-4-0KCO- 1 -[(6-0Kco- 1 H-tupuanH-3-ui)
MeTui|-1,4-azadochumnan-3-kapOoHOBaAs KUCIIOTA

ITpumep 42 nosryqaroT UCXOAs1 U3 MIPOMEXKYTOYHOI'O COENMHEHUS 32 B COOTBETCTBUM C
OIMCAHHOM BBIIIIE METOAUKON D.

SIMP 'H: (300 MI'y, D20) 6 yacr. Ha MiH. 7.74 (dd, 1 H), 7.7 (d, 1 H), 6.66 (d, 1 H), 4.17
(AB, 2 H), 3.69/3.31 (2m, 2 H), 3.45/3.09 (2m, 2 H), 2.94 (m, 2 H), 2.24/1.79 (2m, 2 H), 1.94/
1.49 2m, 2 H), 1.61 (xBuHT., 2 H), 1.29/1.14 (2m, 2 H)

SIMP 1P (300 MTI'n, D20) 6 yact. Ha MJIH. 25.8

ESI/FIA/HR u MC/MC: [M+H]+ = 358.1537 (358.1531)

DOnemenTtapHbiii aHanuz: C=50.77(50.42); H=6.41(6.77); N=11.96(11.76)

ITpomexxyTounoe coenunenue 33: Tpet-byTun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMUHO |
oytun }-1-(1-6er3odypan-5-unmeTni)-4-3Tokcu-4-okco- 1,4-azadochunan-3-kapobokcunar

[TpomexkyTouHOe coequHeHue 33 MOoaydaroT UCXOAs U3 MPOMEKYTOYHOT'O coeAMHEeHUs 21
u 5-popMudbeH30(pypaHa B COOTBETCTBUM C OTIMCAHHOM BBIIIE MeTOIMKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 7.98 (df, 1 H), 7.55 (df, 1 H), 7.53 (d, 1
H), 7.25 (dd, 1 H), 6.91 (df, 1 H), 4.1-3.9 (m, 2 H), 3.72/3.51 (2*d, 2 H), 3.4-3.2 (m, 2 H), 2.98/
2.35 (2*dd, 2 H), 2.81/2.48 (2*dd, 2 H), 2-1.65 (m, 2 H), 2-1.65 (m, 2 H), 1.4/1.34 (2*s, 27 H),
1.39 (m, 2 H), 1.21 (t, 3 H), 1-0.7 (m, 2 H)

[TPUMEP 43: 3-(4-Amuno0ytumn)- 1-(1-6en3odypan-5-unme T )-4-ruapokcu-4-okco- 1,4-
azadochuHaH-3-kapOOHOBAS KUCIIOTA

ITpumep 43 nosry4aroT UCXOas1 U3 IPOMEXKYTOYHOI'O COENMHEHUS 33 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'y, D20) 6 wact. Ha MatH. 7.79 (df, 1 H), 7.76 (df, 1 H), 7.61 (d, 1 H), 7.39
(dd, 1 H), 7.31/4.5 (2*d, 2 H), 6.91 (df, 1 H), 3.72/3.33 (2*dd, 2 H), 3.49/3.11 (2*dd, 2 H), 2.9
(m, 2 H), 2.23/1.77 (2*m, 2 H), 1.91/1.57 (2*m, 2 H), 1.57/1.45 (2*m, 2 H), 1.2/1.15 (2*m, 2
H)

ESI/FIA/HR u MC/MC: [M+H]+ = 381.1577 (381.1579)

DOnemeHTapHbli aHanmuz: C=56.67(56.84); H=6.52(6.62); N=7.42(7.36)

ITpomexxyTouHnoe coenuuenue 34: Tpet-bytun 3-{4-[ buc(Tper-0yTOKCUKapOOHUI)aMHHO |
OyTuin }-4-3TOKCH- 1-[(4-ruapokcu-2-meTuideHun)MeTu |-4-okco- 1,4-a3adochunan-3-
KapOoOKcHuIIaT

ITpomexxyTouHoe coequHeHue 34 MOoJIyuaroT UCXOIs1 U3 IIPOMEKYTOYHOTO COeTMHEHUs 21
U 4-METOKCHU-2-METUII0EH3AJIbIETU/] B COOTBETCTBUM C ONMCAHHOM BbIIIE METOAUKOMN F.

SIMP 'H: (400 MTI'y, JAMCO-d6) 6 uact. Ha mutH. 7.05 (d, 1 H), 6.75 (df, 1 H), 6.69 (dd, 1
H), 4.1-3.9 (m, 2 H), 3.72 (s, 3 H), 3.5/3.3 (2*d, 2 H), 3.3 (m, 2 H), 2.9/2.41 (2*m, 2 H), 2.8/
2.29 2*m, 2 H), 2.3 (2*s, 3 H), 2.02-1.79 (MmaccuBHbIl, 2 H), 2.02-1.79 (MaccuBHEBIN, 2 H),
1.42/1.36 (2*s, 27 H), 1.32 (m, 2 H), 1.21 (t, 3 H), 0.68 (m, 2 H)

ITPUMEP 44: 3-(4-AMUHOOYTHI)-4-TUTPOKCH- 1 -[(4-TUAPOKCU-2-MEeTUII(PEHUIT)METHIT | -4-
okco-1,4-a3adochunan-3-kapOoHOBAS KUCIOTA

[Tpumep 44 nosry4aroT UCXOIs1 U3 MTPOMEXKYTOUHOI'O COENUHEHUS 34 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeTOoauKoM D.

SIMP 'H: (400 MI'y, D20) 6 vacr. Ha muH. 7.25 (d, 1 H), 6.81 (df, 1 H), 6.77 (dd, 1 H),
4.29/4.22 (2*d, 2 H), 3.69/3.32 (2*dd, 2 H), 3.49/3.18 (2*dd, 2 H), 2.94 (m, 2 H), 2.32 (s, 3 H),
2.19/1.75 (2*m, 2 H), 1.94/1.6 (2*m, 2 H), 1.6/1.5 (2*m, 2 H), 1.27/1.12 (2*m, 2 H)

SIMP 3'p: (400 MTI'u, D20) & yact. Ha MJIH. 26
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ESI/FIA/HR u MC/MC: [M+H]+ =371.1739 (371.1735)

DOnemenTtapHbiii aHanuz: C=54.81(55.13); H=6.88(7.35); N=7.52(7.56)

ITpomexxyTouHoe coenruenue 35: TpeT-bytui 3-{4-[ buc(TpeT-0yTOKCUKapOOHMI)aMHHO |
OyTun }-1-[(2-x10p-4-propdhennn)meTri]-4-3Tokcu-4-okco- 1,4-azadochunan-3-kapOokcunart

[TpomexxyTouHoe coequHeHHne 35 MOJIyUaroT UCXOIS1 U3 IPOMEKYTOYHOTO COeTMHEHU 21
U 2-x11op-4-propOeH3anbaeruaa B COOTBETCTBUM C OTTMCAHHOM BBIIIE METOIUKOMN F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 7.5 (dd, 1 H), 7.35 (dd, 1 H), 7.2 (dd, 1
H), 4.1-3.9 (xBanap., 2 H), 3.65-3.55 (d, 2 H), 3.4-3.3 (m, 2 H), 2.9-2.35 (m, 4 H), 1.9 (m, 4 H),
1.55-1.35 (m, 2 H), 1.4-1.35 (s, 27 H), 1.2 (t, 3 H), 0.85-0.75 (m, 2 H)

SIMP 3!P: (400 MTu, IMCO-d6) & uacrt. Ha MIH. 45

IMP °F; (400 MTI'u, AMCO-d6) 6 yacT. Ha MJH. -112

ESI/FIA/HR u MC/MC: [M+H]+=677.3146 (677.3133)

[TPUMEP 45: 3-(4-AmunoOyTun)- 1-[(2-x110p-4-pTOopdhernn)MeTn|-4-TugpoKcH-4-0Kco-
1,4-a3adochunan-3-kapboHOBasI KUCIOTA

[Tpumep 45 nosmyqaroT UCXO0as1 U3 MIPOMEXKYTOYHOI'O COEMHEHUS 35 B COOTBETCTBUH C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha MitH. 7.56 (dd, 1 H), 7.39 (dd, 1 H), 7.18 (td, 1 H),
4.43 (sl, 2 H), 3.7/3.4 (m, 2 H), 3.5/3.26 (m, 2 H), 2.95 (m, 2 H), 2.22/1.78 (m, 2 H), 1.95/1.62
(m, 2 H), 1.62/1.5 (m, 2 H), 1.28/1.12 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 393.1149 (393.1146)

DneMeHTapHbIi aHanu3: C=49.40(48.93); H=5.31 (5.90); N=7.17(7.13)

ITpomexxyTouHoe coenunenue 36: TpeT-byTuin 3-{4-[buc(TpeT-0yTOKCMKapOOHUIT)aMHHO|
Oytun }-1-[[2-(4-bropdennn)pennn MeTui|-4-3Tokcu-4-okco- 1 ,4-a3adochuHaH-3-KapOOKCHIaT

[TpomexyTounoe coequHeHne 36 MOIy4arOT UCXOISl U3 IIPOMEKYTOUHOTO COeTMHEHUA 21
U 2-(4-propdenus)oeH3anbaeruaa B COOTBETCTBUM C ONTMCAHHOM BbIllle MeTOIUKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) & uact. Ha MitH. 7.5-7.2 (m, 4 H), 7.5-7.2 (m, 4 H), 4.08-
3.73 (m, 2 H), 3.52/3.3 (2*d, 2 H), 3.3 (m, 2 H), 2.8-2.62/2.33 (2*m, 2 H), 2.8-2.62/2.2 (2*m, 2
H), 1.98-1.63 (m, 2 H), 1.98-1.63 (m, 2 H), 1.4/1.32 (2*s, 27 H), 1.38 (m, 2 H), 1.21/1.18 (2*t,
3 H), 0.9-0.6 (m, 2 H)

ITPUMEP 46: 3-(4-AMunoOyTuin)-1-[[2-(4-pTopdenun)perns | Me T |-4-ruApoKcr-4-0Kco-
1,4-a3adochunan-3-kapOboHOBas KUCIOTA

[Tpumep 46 mony4aroT UCXOIS1 U3 IPOMEXYTOUHOT'O COETMHEHUS 36 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MT', D20) & yacrt. Ha MH. 7.6 (d, 1 H), 7.52 (m, 2 H), 7.4 (d, 1 H), 7.35
(dd, 2 H), 7.24 (dd, 2 H), 4.41/4.29 (dd, 2 H), 3.39/3.1 (2*m, 2 H), 3.19/2.88 (2*m, 2 H), 2.93
(m, 2 H), 2.09/1.65 (2*m, 2 H), 1.85/1.59 (2*m, 2 H), 1.59/1.35 (2*m, 2 H), 1.2-1 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 435.1850 (435.1848)

DnemenTapHbii aHanuz: C=60.73(60.82); H=5.96(6.50); N=6.73(6.45)

ITpomexxyTouHnoe coenunenue 37: TpeT-bytui 3-{4-[ buc(Tper-0yTOKCUKapOOHMI)aMHHO |
oytun }-1-[[2-(2-propdennn)dennn | meTun]-4-3Tokcn-4-okco- 1 ,4-azadocrnan-3-kapookcunar

[TpomexxyTouHOE coequHeHUE 37 MOyYarOT UCXOS U3 IIPOMEKYTOYHOT'O COETUHEHUS 21
u 2-(2-bropdenns)oeH3anbaeruaa B COOTBETCTBUM C OIMCAHHOM BBIIIIe MeTOIMKOM F.

SIMP 'H: (400 MTI'u, IMCO-d6) 6 uact. Ha muH. 7.52 (d, 1 H), 7.45/7.42 (t, 2 H), 7.45 (m,
1 H),7.35(m,3H), 7.2, 1H), 391 (m, 2 H), 3.5-3.2 (m, 2 H), 3.5-3.2 (m, 2 H), 2.67/2.29
(m, 2 H), 2.67/2.13 (m, 2 H), 1.95-1.6 (m, 2 H), 1.95-1.6 (m, 2 H), 1.42 (s, 18 H), 1.38 (m, 2 H),
1.34 (s, 9 H), 1.17 (t, 3 H), 0.68 (m, 2 H)
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ITPUMEP 47: 3-(4-AMuno0yTuin)-1-[[2-(2-pTopdennn)perns | MeTii1|-4-ruApoKcr-4-0KCo-
1,4-a3adochunan-3-kapOboHOBas KUCIOTA

[Tpumep 47 moaydaroT UCXOIS U3 IPOMEKYTOUHOTO COSAMHEHMS 37 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MTI'u, D20) & yact. Ha MiTH. 7.66 (m, 1 H), 7.57 (m, 1 H), 7.57 (m, 1 H), 7.51
(m, 1 H), 7.42 (m, 1 H), 7.34 (m, 1 H), 7.34 (m, 1 H), 7.28 (t, 1 H), 4.6-4 (MmaccuBHbIi1, 2 H),
3.7-2.7 (maccuBHbIf, 2 H), 3.7-2.7 (maccuBHbIN, 2 H), 2.93 (m, 2 H), 2.14/1.69 (m, 2 H), 1.87/
1.37 (m, 2 H), 1.59 (m, 2 H), 1.15/1.06 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 435.1855 (435.1848)

OnemeHTapHbIi aHanu3: C=60.87(60.82); H=6.12(6.50); N=6.42(6.45)

[Tpomexytounoe coeaunenue 38: TpeT-byTui 3-{4-[6uc(TpeT-0yTOKCMKAapOOHMIT)aMHUHO]
oytun}-1-[[2-(2,5-muxnopdenwnn)perunn|meTnn|-4-3Tokcu-4-okco-1,4-azadochunan-3-
KapOOKcUIaT

ITpomexxyTouHOE coequHeHHE 38 TOTYYAOT UCXOIS U3 POMEXKYTOUHOT'O COeTMHEHMS 21
u 2-(2,5-nuxnopdeHusa)oeH3aabaeruaa B COOTBETCTBUU C OITMCAHHOM BbIIIe MeTOIMKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacT. Ha MJH. 7.65-7.1 (m, 7 H), 4.05-3.85 (m, 2 H),
3.5-3.2 (m, 4 H), 2.8-2.3 (m, 4 H), 2.2-1.65 (m, 4 H), 1.5-1.3 (m, 2 H), 1.45 (s, 18 H), 1.35 (s, 9
H), 1.2 (t, 3 H), 0.8-0.5 (m, 2 H)

ITPUMEP 48: 3-(4-AMuno06ytun)-1-[[2-(2,5-nuxnopdenns)beHnn |MeTrl |-4-TuIpoKCcH-4-
okco-1,4-azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 48 momydaroT UCXOAS U3 MPOMEKYTOYHOTO COeTUHEHUS 38 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKOM D.

SIMP 'H: (300 MTI', D20) 6 yact. Ha myH. 7.7-7.3 (m, 7 H), 4.45/4.21/4.02 (m, 2 H), 3.75/
3.1 2*m, 2 H), 3.75/3.1 (2*m, 2 H), 2.98 (m, 2 H), 2.2/1.65 (2*m, 2 H), 1.95/1.65 (2*m, 2 H),
1.65/1.15 2*m, 2 H), 1.45/1.15 (2*m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 485.1184 (485.1163)

OnemeHTapHbiit aHanmuz: C=54.33(54.44); H=4.99(5.61); N=5.86(5.77)

[TpomexkyTouHoe coenunenue 39: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO|
OyTun }-4-3Tokcu-4-okco-1-[[2-(3-pernndennn)pern |metun]- 1,4-azadochuHan-3-
KapOoOKcHuIIaT

[TpomexxyTouHoe coeuHenre 39 moaydatoT UCXOI U3 TPOMEKYTOUYHBIX COETMHEHMI 21
Y 241 B COOTBETCTBUM C OIIMCAHHOM BbIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 7.7 (d, 2 H), 7.65 (d, 1 H), 7.6 (s, 1 H),
7.55 (m, 2 H), 7.45 (m, 2 H), 7.4-7.3 (m, 5 H), 3.9 (m, 2 H), 3.6/3.4 (2*d, 2 H), 3.4-3.2 (m, 2
H), 2.85-2.65 (m, 2 H), 2.35 (m, 1 H), 2.2 (m, 1 H), 1.9 (m, 1 H), 1.85-1.6 (m, 3 H), 1.45-1.3
(m, 2 H), 1.4/1.3 (2*s,27 H), 1.15 (t, 3 H), 0.65 (m, 2 H)

ITPUMEP 49: 3-(4-AMuHOOY TU )-4-TUAPOKCU-4-0KCO- 1 -[[2-(3-perumndennn)hennn | meTu]
-1,4-a3adocunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 49 nonyqaroT UCX0as1 U3 IPOMEXKYTOUHOTI'O COENUHEHUS 39 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeTOauKOM D.

SIMP 'H: (300 MTI', D20) 8 vact. Ha MiIH. 7.6-7.1 (m, 13 H), 4.25(d, 1 H), 4.1 (d, 1 H),
3.4-3.2 (m, 1 H), 3.15-2.9 (m, 2 H), 2.75-2.55 (m, 3 H), 2.05 (m, 1 H), 1.75 (m, 1 H), 1.55 (m,
1 H), 1.4 (m, 2 H), 1.25 (m, 1 H), 0.9 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 493.2256 (493.2256)

OnemeHTapHbli aHanmu3: C=68.08(68.28); H=6.02(6.75); N=5.71(5.69)

ITpomexxyTounoe coenunenue 40: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUIT)aMUHO |
OyTun }-4-3ToKCH- 1-[(2-HadTammH-2-uiheHuT)Me T |-4-0Kco- 1 ,4-a3adochuHaH-3-kapOOKCHIaT
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ITpomexxyTounoe coearuerue 40 mojry4aroT UCXOAs1 U3 TPOMEKYTOUHBIX COeIMHEHUM 21
1 240 B COOTBETCTBUU C OIIMCAHHOM BbIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha MaH. 7.95 (d, 1 H), 7.95 (m, 2 H), 7.9 (s, 1 H),
7.55 (m, 4 H), 7.4 (m, 2 H), 7.3 (d, 1 H), 3.9 (m, 2 H), 3.65/3.45 (2*d, 2 H), 3.45-3.2 (m, 2 H),
3.3-2.6 (m, 2 H), 2.35 (dd, 1 H), 2.2 (m, 1 H), 1.9 (m, 1 H), 1.85-1.65 (m, 3 H), 1.8 (m, 2 H),
1.4/1.3 (2*s,27 H), 1.15 (t, 3 H), 0.7 (m, 2 H)

ITPUMEP 50: 3-(4-AMuHOOYTWIT)-4-TUIpOKCH- 1 -[ (2-Had TanuH-2-uaheHUT)MEeTHI |-4-0KCO-
1,4-a3adochuHan-3-kapOOHOBAS KUCITOTA

ITpumep 50 moayyaroT UCXOAs U3 TPOMEKYTOUHOTO coeAMHEHUsI 40 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeTOauKOM D.

SIMP 'H: (300 MTI'u, D20) 6 yact. Ha MaH. 7.9 (d, 1 H), 7.9/7.85 (2*m, 2 H), 7.7 (s, 1 H),
7.6-7.4 (m, 5 H), 7.3 (m, 2 H), 4.35/4.2 (2dd, 2 H), 3.4-3.2 (m, 1 H), 3.15-2.9 (m, 2 H), 2.8 (m,
2 H),2.7(dd, 1 H),2 (m, 1 H), 1.75 (m, 1 H), 1.65-1.35 (m, 3 H), 1.25 (m, 1 H), 0.85 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 467.2090 (467.2099)

OnemeHTapHbli aHanmu3: C=67.58(66.94); H=6.40(6.70); N=5.73(6.00)

ITpomexxyTouHoe coenrnenue 41: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMHUHO|
oytun }-1-[[2-(2,6-muxnopdennr)pernt | meTnin|-4-3Tokcu-4-okco-1,4-azadochunan-3-
KapOOKcHIIaT

[TpomexxyTouHO€e coeMHeHre 41 oaydaroT UCXO U3 TPOMEKYTOUHBIX COETMHEHMI 21
Y 242 B COOTBETCTBUM C OIIMCAHHOM BBIIIE METOIMKON F.

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha MiH. 7.65-7.5 (m, 3 H), 7.5-7.3 (m, 3 H), 7.1
(d, 1 H), 4 (m, 2 H), 3.45 (m, 2 H), 3.25 (2*d, 2 H), 2.85-2.1 (m, 4 H), 2-1.75 (m, 4 H), 1.6-1.15
(m, 2 H), 1.45/1.4 (2*s, 27 H), 1.25 (t, 3 H), 0.95 (m, 2 H)

ITPUMERP 51: 3-(4-AMuno0ytumn)-1-[[2-(2,6-muxnopdenns)heHnn |Me Tl | -4-TuIpoKCH-4-
okco-1,4-a3adochunan-3-kapOboHOBAS KUCIOTA

ITpumep 51 moaydaroT UCXOIS U3 MIPOMEKYTOUHOTO COSAUMHEHMS 41 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (300 MTI'y, D20) 6 yact. Ha MutH. 7.6 (d, 1 H), 7.5/7.2 (m, 3 H), 7.5-7.3 (m, 2 H),
7.12 (d, 1 H), 3.38/3.21 (2*d, 2 H), 2.82/2.38 (2*dd, 2 H), 2.65/2.22 (2*m, 2 H), 2.45 (t, 2 H),
1.85/1.71 (2*m, 2 H), 1.7/1.35 (2*m, 2 H), 1.32/0.8 (2*m, 2 H), 1.32/0.8 (2*m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ =485.1169 (485.1 163)

DnemeHTapHbll aHanmu3: C=54.71(54.44); H=5.14(5.61); N=5.81(5.77)

ITpomexxyTounoe coemunenue 42: Tpet-byTun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMHUHO |
OyTun }-4-3ToKcu- 1 -MeTuin-4-okco-1,4-azadochunan-3-kapOoKcHIaT

[TpomexkyTouHOe coeuHeHHe 42 MOTYyYaIOT UCXOAS U3 IPOMEKYTOYHOTO COeAMHEHUS 21
U (popMasip/ierua B COOTBETCTBUM C OTIMCAHHOM BBIIIe MeTOIMKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MiH. 3.98 (m, 2 H), 3.48 (m, 2 H), 2.75 (m, 2
H), 2.49/2.2 2m, 2 H), 2.01 (s, 3 H), 1.92 (m, 4 H), 1.5 (m, 2 H), 1.45/1.4 (2s, 27 H), 1.25/1
(2m, 2 H), 1.2 (t, 3 H)

I[TPUMEP 52: 3-(4-AMuHOOYTUN)-4-TUAPOKCHU- | -MeTHIT-4-0Kco-1,4-a3adochunan-3-
KapOOHOBAas KUCITOTa

[Tpumep 52 moaydaroT UCXOIS U3 MIPOMEKYTOUHOTO COSAMHEHMS 42 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MTI'y, D20) 6 yacr. Ha MuH. 3.7-3.5 (m, 2 H), 3.3 (t, 1 H), 3.2 (dd, 1 H), 3
(t,2H),2.9(s,3H),2.3(m, 1 H),2(m, 1 H),1.75 (m, 1 H), 1.7 (m,2 H), 1.5 (m, 1 H), 1.4/1.25
(2m, 2 H)

Crp.: 58
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ESI/FIA/HR u MC/MC: [M+H]+ = 265.1300 (265.1317)

DOnemeHTapHbli aHanmuz: C=45.59(45.451; H=7.97(8.01); N=10.61(10.60)

ITpomexxyTounoe coequHenue 43: TpeT-bytun 3-{4-[6uc-(TpeT-0yTOKCMKapOOHUIT)aMHHO |
OyTui }-4-3ToKCcH-4-0Kco-1-(2-benumnatuin)- 1,4-azadochuran-3-kapOoKcHIaT

[TpomexxyTouHoe coequHeHue 43 MOJIy4aroT UCXOIS1 U3 IPOMEKYTOYHOT O COeTMHEHU 21
1 (heHUIaneTaIbIeIIa B COOTBETCTBUM C OIMMMCAHHOM BBIIIE METOAUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uacr. Ha MitH. 7.3-7.15 (m, 5 H), 3.98 (m, 2 H), 3.45 (t,
2 H), 3.05-2.3 (m, 8 H), 2-1.8 (m, 4 H), 1.4 (m+2s, 29 H), 1.2 (t, 3 H), 1.18/0.9 (2m, 2 H)

ITPUMEP 53; 3-(4- AMuHOOY THIT)-4-TUIPOKCH-4-0KCO- 1 -(2-penumaTin)- 1 ,4-a3adocunan-
3-xapOboHOBas KUCIOTA

ITpumep 53 mosryqaroT UCXOIs1 U3 MIPOMEXKYTOUHOTI'O COENUHEHUS 43 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MJH. 7.4-7.25 (m, 5 H), 3.7/3.3 (2m, 2 H), 3.52 (m,
1 H), 3.45 (t, 2 H), 3.1 (m, 3 H), 2.95 (m, 2 H), 2.2/1.75 (2m, 2 H), 1.95 (m, 1 H), 1.62 (m, 2
H), 1.5-1.1 (m, 3 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 355.1777 (355.1786)

DneMeHTapHbIN aHanu3: C=57.63(57.62); H=7.36(7.68); N=7.90(7.90)

ITpomexkyTouHoe coenrHenue 44: Tpet-bytun 3-{4-[Ouc(TpeT-OyTOKCUKapOOHUIT)aMHUHO|
OyTuI }-4-3TOKCHU-4-0KCO- 1 -nieHTUI-1,4-a3adochunan-3-kapbokcunat

[TpomexyTouHoe coequHeHne 44 MOIy4ar0T UCXOIS U3 IIPOMEKYTOYHOTO COeIMHEHUA 21
U 1-meHTaHaiasl B COOTBETCTBUM C OITMCAHHOM BbIlIe METOIUKOM F

SMP 'H: (400 MTI'u, AMCO-d6) & uact. Ha MiH. 3.98 (m, 2 H), 3.8 (m, 2 H), 3.49 (t, 2 H),
2.85 (m, 2 H), 2.49/2.25 (2m, 2 H), 1.9 (m, 4 H), 1.45/1.4 (2s, 27 H), 1.45 (m, 4 H), 1.25/1 (2m,
6 H), 1.2 (t, 3 H), 0.85 (t, 3 H)

I[TPUMEP 54: 3-(4-AmunoOyTH)-4-runpokcu-4-oxco- 1 -nmentui- 1,4-azadocpunan-3-
KapOOHOBAs KUCIIOTA

[Tpumep 54 nosyqaroT UCXOAs U3 MIPOMEXKYTOUHOI'O COENUHEHUS 44 B COOTBETCTBUH C
OIIMCAHHOM BbIllIE METOAUKOMN D.

SIMP 'H: (400 MTI'u, D20) 6 yact. HA MaH. 3.7-3.5 (m, 2 H), 3.3 (m, 1 H), 3.15/3 2m, 5
H),2.27 (m, 1 H), 2 (m, 1 H), 1.85-1.6 (m, 5 H), 1.5/1.41 (2m, 2 H), 1.3 (m, 5 H), 0.85 (t, 3 H)

ESI/FIA/HR u MC/MC: [M+H]+ =321.1923 (321.1943)

DnemeHTapHbIl aHanmu3: C=52.77(52.49); H=8.93(9.12); N=9.00(8.74)

ITpomexxyTounoe coemuaerue 45: Tpet-bytuin 3-{4-[0uc(TpeT-0yTOKCUKapOOHUII)aMHUHO-
Oytun }-4-3Tokcu- 1 -(HadTamuH- 1 -unmmetnn)-4-okco-1,4-a3adochunan-3-kapOokcuaT

[TpomexkyTouHOE coeuHEHHE 45 MOTYyYaIOT UCXOS U3 IPOMEKYTOUYHOTO COeAMHEHUS 21
u 1-HadTampaeruaa B COOTBETCTBUM C ONMMCAHHOM BBIIIE METOAUKOM F.

SIMP 'H: (400 MT'u, IMCO-d6) & uact. Ha mis. 8.29 (d, 1 H), 7.9/7.85 (2d, 2 H), 7.6-7.4
(m, 4 H), 3.95 (AB, 2 H), 4 (m, 2 H), 3.6 (m, 2 H), 3.2-2.8 (m, 4 H), 2.4/2 2m, 2 H), 1.7 (m, 2
H), 1.4/1.3 (2s, 27 H), 1.22 (t, 3 H), 1.05/0.75 (2m, 2 H), 0.5/0.2 (2m, 2 H)

I[TPUMEP 55: 3-(4-AMuHOOYy TN )-4-TUAPOKCHU- | -(Had TaMH- 1 -uameTnn)-4-okco- 1,4-
azadochunaH-3-kapOOHOBas KUCITOTA

[Tpumep 55 momydaroT UCXOAS U3 MMPOMEKYTOYHOTO COCTUHEHUS 45 B COOTBETCTBUH C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha MitH. 7.9 (m, 3 H), 7.6-7.3 (m, 4 H), 4.55 (s, 2 H),
3.55/3.28 (2m, 2 H), 3.4/3.15 (2dd, 2 H), 2.75 (m, 2 H), 2/1.6 2m, 2 H), 1.8 (m, 1 H), 1.5-1.25
(m, 3 H), 1/0.9 2m, 2 H)

Crp.: 59
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ESI/FIA/HR u MC/MC: [M+H]+ =391.1778 (391.1786)

DOnemenTtapHbiii aHanuz: C=61.34(61.53); H=6.58(6.97); N=7.01(7.18)

ITpomexxyTounoe coenunerue 46: Tpet-byTun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMHUHO |
OyTu } - 1 -(MMKIIOTeKCUIIMETHIT )-4-3TOKCH-4-0KCo- 1 ,4-a3adochunan-3-kapOookcuiar

ITpomexxyTouHoe coeauHeHue 46 MOJTy4aroT UCXOIS1 U3 IPOMEKYTOYHOT O COeIMHEHUS 21
U IIUKJIOT€KCaHalsd B COOTBETCTBUU C OITMCAHHOM BBIIIE METOAUKON E

SIMP 'H: (400 MTI'uy, AMCO-d6) 6 yact. Ha miH. 4 (m, 2 H), 3.5 (t,2 H), 2.8 (m, 2 H), 2.48/
2.25 (2m, 2 H), 2.15 (dd, 2 H), 1.95 (m, 2 H), 1.68 (m, 1 H), 1.65/1.4/0.8 (3m, 10 H), 1.45 (m,
3H), 1.45/1.4 (25,27 H), 1.2 (m,2H), 1.2 (t,3 H), 1 (m, 1 H)

ITPUMEP 56: 3-(4-AMuHOOYTHN)- 1 -(IUKIIOT€KCUIMETH )-4-TUIPOKCU-4-0KCO- 1,4~
azadochunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 56 mony4aroT UCXOIS U3 IPOMEXYTOUHOT'O COETMHEHUS 46 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOU D.

SIMP 'H: (400 MT'u, D20) & yacrt. Ha MiH. 3.7/3.25 (2m, 2 H), 3.55/3.15 (2dd, 2 H), 3.1-
2.9 (t+42dd, 4 H), 2.25 (m, 1 H), 2 (m, 1 H), 1.85-1.55 (m, 9 H), 1.52/1.41 (2m, 2 H), 1.3/1.1 (m,
4 H), 1 (m,2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 347.2095 (347.2099)

DnemeHTapHbli aHanmuz: C=55.29(55.48); H=9.08(9.02); N=7.95(8.09)

ITpomexxyTounoe coenuuenue 47: Tpet-bytun 3-{4-6uc[TpeT-0yTOKCHKapOOHUI)aMHHO |
OyTun }-4-3ToKcu- 1 -(HadTamuH-2-unmme i )-4-okco- 1,4-a3adochunan-3-kapookcunat

[TpomexxyTouHOE coequHEHUE 47 MOTYyYa0T UCXOAS U3 IPOMEKYTOYHOT'O COETUHEHUS 21
1 2-HadTaabaeruaa B COOTBETCTBUM C OIIMCAHHOM BBIIIE METOAUKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MaH. 7.9 (m, 3 H), 7.8 (s, 1 H), 7.5 (m, 3 H),
3.98 (m, 2 H), 3.8 (d, 1 H), 3.6 (m, 3 H), 3.35/3.2 2m, 2 H), 3.1-2.75 2m, 2 H), 2.4 (m, 1 H),
2.05-1.8 (m, 3 H), 1.4-0.7 (m, 4 H), 1.38 (3s, 27 H), 1.22 (t, 3 H)

ITPUMEP 57: 3-(4-AMunOOyTHN)-4-TUAPOKCHU- 1 -(HaTaIMH-2-UIMETHI )-4-0KCO-1,4-
azadochunan-3-kapOOHOBAS KUCIIOTA

ITpumep 57 moaydaroT UCXOS U3 IPOMEKYTOUHOTO COSAMHEHMS 47 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MTI'u, D20) 8 yact. HA MJH. 7.95-7.9 (m, 4 H), 7.6-7.5 (m, 3 H), 4.5;4.3 (d,
2*1H H), 3.65 (m, 1 H), 3.45-3.3 (m, 2 H), 3.15 (m, 1 H), 2.8 (m, 2 H), 2.25 (m, 1 H), 1.9-1.7
(m, 2 H), 1.55-1.4 (m, 3 H), 1.15-0.95 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ =391.1778 (391.1786)

OnemenTapHbii aHanuz: C=61.31 (61.53); H=6.56(6.97); N=7.15(7.1 8)

ITpomexxyTounoe coenunenue 48: TpeT-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMUHO |
Oytun }-1-[(4-xmopdenun)meTnn]-4-3Tokcu-4-okco- 1,4-azadocunan-3-kapookcunar

[TpomexxyTouHOE coequHEHUE 48 TTOTYYAI0T UCXOS U3 IIPOMEKYTOYHOT'O COETUHEHUS 21
U 4-X710pOeH3aIbIeTHAa B COOTBETCTBUM C OTTMCAHHOM BHIIIE METOIUKOM F.

SIMP 'H: (400 MTI'u, IMCO-d6) 6 yact. na mnH. 7.4 (d, 2 H), 7.31 (d, 2 H), 3.98 (m, 2 H),
3.65-3.3 (m, 4 H), 3-2.3 (m, 4 H), 2-1.8 (m, 4 H), 1.4 (s+m, 29 H), 1.22 (2t, 3 H), 0.8 (m, 2 H)

ITPUUMEP 58; 3-(4-AMuno0yTUN)-1-[(4-XT10pdhennn)MeTui]-4-rugpokcu-4-okco- 1,4-
azadochuHaH-3-KapOOHOBAS KUCIIOTa

[Tpumep 58 mosryqaroT UCXOIs U3 MIPOMEXKYTOUHOI'O COENUHEHUS 48 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SMP 'H: (400 MI'y, D20) & vacr. Ha MuH. 7.5/7.45 (2d, 4 H), 4.41/4.21 (2d, 2 H), 3.7/3.33
(2m, 2 H), 3.45/3.1 (2dd, 2 H), 2.95 (m, 2 H), 2.25/1.78 (2m, 2 H), 1.95/1.5 2m, 2 H), 1.6 (m,
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2 H), 1.25/1.1 2m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 375.1242 (375.1240)

DnemeHTapHbii aHanu3: C=50.89(51.27); H=6.01(6.45); N=7.44(7.47)

[TpomexyTtounoe coeaunenue 49: Tpet-bytui 3-{4-[6uc(TpeT-0yTOKCMKapOOHMIT)aMHUHO]
OyTuin }-4-sTokcu-1-[(4-propdenun)metun]-4-okco-1,4-a3adochunan-3-kapdbokcunat

ITpomexxyTouHoe coequHeHue 49 MoTyuaroT UCXOIs1 U3 IIPOMEKYTOYHOT O COeTMHEHUs 21
U 4-pTopOeH3aIbIeTHIa B COOTBETCTBUM C OIMCAHHOM BBIIIE METOAUKOMN F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 vact. Ha MiH. 7.35 (m, 2 H), 7.15 (t, 2 H), 4 (m, 2 H),
3.65-3.3 (m, 4 H), 3-2.3 (m, 4 H), 2-1.8 (m, 4 H), 1.4 (s+m, 29 H), 1.2 (2t, 3 H), 0.9/0.8 (2m, 2
H)

I[TPUMEP 59: 3-(4-Amuno6yTtuin)- 1-[(4-pTopdernn)mernn]-4-rugpokcu-4-okco-1,4-
azadochuHaH-3-kapOOHOBAS KUCIIOTA

[Tpumep 59 nonydaroT UCXOAS U3 IPOMEKYTOUHOTO COETMHEHHUS 49 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MT'y, D20) & uacr. Ha Muts. 7.5 (dd, 2 H), 7.2 (t, 2 H), 4.41/4.21 (2d, 2 H),
3.7/3.31 2m, 2 H), 3.45/3.1 (2dd, 2 H), 2.95 (m, 2 H), 2.25/1.78 (2m, 2 H), 1.95/1.5 2m, 2 H),
1.6 (m, 2 H), 1.25/1.1 (2m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 359.1532 (359.1535)

DnemeHTapHbIl aHanmu3: C=53.65(53.63); H=6.20(6.75); N=7.83(7.82)

[Tpomexytounoe coeaunenue 50: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCMKAapOOHMIT)aMHUHO]
OyTui }-4-3Tokcu-1-(pypaH-2-unmerui)-4-okco-1,4-azadochunan-3-kapOokcuiat

[TpomexyTouHoe coequHeHre S0 MoayyaroT UCXOAS U3 TPOMEKYTOUHOTO CoeTMHEHMST 21
u 2-(pypanpaeruia B COOTBETCTBUM C OTIMCAHHON BBIIIE METOIUKOM F.

SIMP 'H: (400 MT'n, CDCI3) & uacr. Ha MitH. 7.41 (s, 1 H), 6.32 (s, 1 H),6.2 (s, 1 H),4.09
(s,2 H), 3.62/3.52 (AB, 2 H), 3.5 (m, 2 H), 3/2.65 (m, 2 H), 2.96/2.52 (m, 2 H), 2.7-1.8 (m, 4
H), 1.5/1.46 (m, 30 H), 1.3 (t, 3 H), 1.01 (m, 1 H)

SIMP 3'P: (400 MTI'y, CDCI3) & wact. Ha MiTH. 46.14

ITPUMEP 60: 3-(4-Amuno0OyTun)-1-(pypan-2-unmeTun)-4-ruapokcu-4-oxkco-1,4-
azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 60 momydyaroT UCXOAS U3 MMPOMEKYTOYHOTO coeTuHeHUsT S0 B COOTBETCTBUU C
OIIMCAaHHOM BBILIE METOAMKOMN D.

SIMP 'H: (400 MTI'u, D20) & yact. Ha MaH. 7.6 (sl, 1 H), 6.7 (tf, 1 H), 6.5 (tf, 1 H), 4.45/
432 (2d,2 H), 3.7/3.3 (2*m, 2 H), 3.52/3.12 (2*m, 2 H), 2.98 (m, 2 H), 2.25/1.8 (2*m, 2 H),
1.95/1.5 (2*m, 2 H), 1.62 (m, 2 H), 1.32/1.2 (2*m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+ = 331.1422 (331.1422)

OnemenTapHbiit aHanmuz: C=50.48(50.91); H=6.48(7.02); N=8.37(8.48)

ITpomexxyTounoe coenrHerue S1: TpeT-bytun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMUHO |
OyTui }-4-3TOKCU-4-0KCo- 1 -[[4-(TpudTopmernn)penmn|metuin]-1,4-azadpochunan-3-
KapOboKcuiaT

ITpomexyTouHOoe coequHeHre 51 Moay4yaroT UCXOIS U3 IIPOMEKYTOYHOI'O COeIMHEHUS 2 1
U 4-TpUPTOPMETUIOCH3ATBACTHIA B COOTBETCTBUH C OITMCAHHOM BBIIE METOAMKOM F

SIMP 'H: (400 MT'y, IMCO-d6) & uacr. Ha mus. 7.71 (d, 2 H), 7.52 (d, 2 H), 4.03 (m, 2
H), 3.72/3.51 (2*d, 2 H), 3.35 (m, 2 H), 3-2.3 (m, 4 H), 1.98 (m, 4 H), 1.4 (s+m, 29 H), 1.2 (t,
3 H), 0.8 (m, 2 H)

ITPUMEP 61: 3-(4- AMUHOOY TUIT)-4-TUIPOKCU-4-0KCO- 1 -[ [4-(TprdTopMeTHn ) heHMT |MeTh |
-1,4-a3adocunan-3-kapOoOHOBAS KUCITOTA
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ITpumep 61 nosydaroT UCXOAs U3 IPOMEKYTOUHOTO COEIMHEHHUS 51 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) 6 yacrt. Ha muH. 7.8 (d, 2H), 7.65 (d, 2H), 4.5/4.3 (AB, 2H), 3.7/
3.45 (m, 2H), 3.39/3.11 (m, 2H), 2.9 (m, 2H), 2.28/1.8 (m, 2H), 1.95/1.49 (m, 2H), 1.6 (m, 2H),
1.2/1.1 (m, 2H)

SIMP °F: (400 MT'u, D20) § uact. Ha MiH. -62.5

SIMP 3'P: (400 MI'y, D20) & acr. Ha M. 24

ESI/FIA/HR u MC/MC: [M+H]+=409.1510 (409.1504)

DOnemeHTapHbIN aHanu3: C=49.86(50.00);H=5.32(5.92);N=6.83(6.86)

[TpomexyTounoe coequnenue 52; Tpet-byTui 3-{4-[6uc(TpeT-0yTOKCMKAapOOHMIT)aMHUHO]
OyTuI }-4-3TOKCH- 1 -[(4-MeTOoKcubeHnT)MeTr |-4-0Kkco-1,4-a3adochunan-3-kapOoKcHIaT

IIpomexyTouHOE coequHEHHE 52 MOTYYAIOT UCXOIS U3 IIPOMEKYTOYHOI'O COeIMHEHUS 2 1
U 4-MeTOKCUOEH3JIbAErU1a B COOTBETCTBUM C OIUCAHHOM BbIllIe MeTOAUKOM F

SIMP 'H: (400 MTI'uy, AMCO-d6) & uact. Ha mutH. 7.2 (d, 2H), 6.9 (d, 2H), 3.98 (m, 2H), 3.72
(s, 3H), 3.6/3.32 (2*d, 2H), 3.4 (m, 2H), 3-2.25 (m, 4H), 1.9 (m, 4H), 1.4 (s+m, 29H), 1.2 (t, 3H),
0.8 (m, 2H)

ITPUMEP 62: 3-(4-AMuHOOYy T )-4-TUAPOKCHU- | -[(4-MeTOKCcUbeHWIT)Me T |-4-0KCco-1,4-
azadochuHaH-3-kapOOHOBAS KUCIIOTA

ITpumep 62 11os1y4aroT UCXOAs U3 IIPOMEXKYTOYHOI'O COEIMHEHUS 52 B COOTBETCTBUM C
OIIMCAHHOM BBIIIIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) 6 vacrt. Ha miH. 7.41 (d, 2H), 7.02 (d, 2H), ueHTpUupOBaHHBIN
npu 4.25 (AB, 2H), 3.8 (s, 3H), 3.7/3.3 (2m, 2H), 3.45/3.08 (2dd, 2H), 2.95 (m, 2H), 2.25/1.75
(2m, 2H), 1.95/1.45 (2m, 2H), 1.6 (m, 2H), 1.25/1.1 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=371.1712 (371.1730)

DOnemeHTapHbll aHanu3: C=54.93(55.13);H=7.41(7.35);N=7.56(7.56)

[TpomexxyTounoe coeaunenue 53: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCMKapOOHMIT)aMHUHO]
OyTuI }-4-3TOKCHU-4-0KCO- 1 -(THOdeH-3-unmetun)- 1,4-azadochunan-3-kapOokcuiaat

I[TpomexyTouHOE coequHeHHE 53 MOTYyYarOT UCXOIS U3 IIPOMEKYTOYHOI'O COCIMHEHUS 21
U 3-THOQeHaIbIETHIa B COOTBETCTBUHY C OIMMCAHHOM BBIIIIE METOAUKOM F.

SIMP 'H: (400 MT'y, AMCO-d6) & uacr. na min. 7.49 (m, 1H), 7.31 (m, 1H), 7.02 (m, 1H),
3.95 (m, 2H), 3.6/3.49 (AB, 2H), 3.4 (m, 2H), 3/2.8 (m, 2H), 2.8/2.45 (m, 2H), 1.9 (m, 4H), 1.4
(m, 29H), 1.2 (t, 3H), 0.95/0.85 (m, 2H)

SIMP *'P: (400 MT'u, IMCO-d6) & uact. Ha MiH. 47/45

ITPUMEP 63: 3-(4-AMuHOOYTHN)-4-TUAPOKCU-4-0KCO- 1 -(THOheH-3-unmeTnin)-1,4-
azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 63 moayUarOT UCXOS U3 TPOMEKYTOUHOTO COSAMHEHMS 53 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MT'u, D20) & uacr. Ha mis. 7.61 (d, 1H), 7.54 (dd, 1H), 7.2 (d, 1H), 4.42/
4.28 (2*d, 2H), 3.71/3.32 (m, 2H), 3.48/3.06 (m, 2H), 2.94 (m, 2H), 2.25/1.77 (m, 2H), 1.93/1.46
(m, 2H), 1.6 (m, 2H), 1.26/1.13 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=347.1182 (347.1189)

DJeMeHTapHbIN aHAJIU3:

C=48.14(48.55);H=6.55(6.69);N=7.87(8.09);S=8.65(9.26)

[TpomexyTouHoe coenuaenue 54: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHMIT)aMUHO |
OyTui }-4-3TOKCH- 1 -[(4-TUpOKCHU-3-MeTOKCUDeHUTT)Me T |-4-0Kco- 1 ,4-a3adochunan-3-
KapOOKcUIaT
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ITpomexyTouHoe coequHeHe 54 MOJIyUaroT UCXOIs1 U3 IIPOMEKYTOYHOTO COeIMHEHUs 21
U 4-TUAPOKCU-3-METOKCUOEH3aIb/IETH/Ia B COOTBETCTBUU C OITMCAHHOM BbIlIe MEeTOIUKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) & uact. Ha muH. 8.8 (s, 1H), 6.8 (df, 1H), 6.7 (d, 1H), 6.62
(dd, 1H), 3.95 (m, 2H), 3.71 (s, 3H), 3.49/3.31 (2d, 2H), 3.4 (m, 2H), 3-2.2 (m, 4H), 2-1.8 (m,
4H), 1.4 (2s+m, 29H), 1.2 (2t, 3H), 1/0.85 (2m, 2H)

[TPUMEP 64; 3-(4-AMUHOOY TU )-4-TUIPOKCH- | -[ (4-TUAPOKCH-3-METOKCU(PEHNUIT)METHI |-
4-oxco-1,4-a3apochunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 64 mos1y4aroT UCXOIS1 U3 MIPOMEXKYTOUHOT'O COEIMHEHUS 54 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (300 MI'y, D20) & uacr. Ha MiH. 7.09 (m, 1H), 6.94 (m, 2H), 4.3/4.13 (2*d, 2H),
3.7/3.3 (2*m, 2H), 3.65 (s, 3H), 3.45/3.07 (2*m, 2H), 2.92 (m, 2H), 2.22/1.77 (2*m, 2H), 1.92/
1.6 (2*m, 2H), 1.6/1.48 (2*m, 2H), 1.23/1.11 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=387.1665 (387.1685)

DOnemeHTapHbli aHanu3: C=53.10(52.85);H=7.01(7.04);N=7.30(7.25)

[TpomexxyTouHoe coeaunenue 55: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCMKapOOHMI)aMHUHO]
OyTui }-1-[(2-kapOoxkcudeHuT)MeTus |-4-3Tokcu-4-okco- 1,4-azadocunan-3-kapOoxkcunat

I[TpomexxyTouHOE CoeqMHEHME 55 MOIYyUaroT UCXOIs1 U3 IIPOMEKYTOYHOTO COeIMHEHUs 21
U MeTUI-2-(hopMUIObeH30aTa B COOTBETCTBUM C OTIMCAHHOM BBIIIE METOIMKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 7.65 (d, 1H), 7.5 (t, 1H), 7.38 (m, 2H),
4.05/3.4 (2d, 2H), 3.95 (m, 2H), 3.8 (2s, 3H), 3.3/3.2 (2m, 2H), 3-2.35 (m, 4H), 2 (m, 1H), 1.8-
1.6 (m, 3H), 1.4/1.3 (2s+m, 29H), 1.2 (2t, 3H), 0.5/0.35 (2m, 2H)

[TPUMEP 65: 3-(4-AMuno0ytrn)- 1-[(2-kapOoxcudenun)me T ]-4-rugpokcu-4-okco- 1,4-
azadochuHaH-3-kapOOHOBAS KUCIIOTA

[Tpumep 55 nosnydaroT UCXOAS U3 MIPOMEKYTOUHOI'O COETMHEHHUS 65 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKON D.

ESI/FIA/HR u MC/MC: [M+H]+=385.1504 (385.1523)

DOnemeHTapHbli aHanmuz: C=53.42(53.12);H=6.25(6.56);N=7.40(7.29)

ITpomexxyTounoe coenunerue 56: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUIT)aMUHO |
oytun }-1-[(3-xnmop-4-ruapokcudeHnn)MeTh |-4-3TOKCU-4-0Kco- 1 ,4-a3adochuHan-3-
KapOoOKcHuIIaT

ITpomexyTouHoe coequHeHHe 56 MOJTyUaroT UCXOIs1 U3 IIPOMEKYTOYHOT O COeIMHEHUs 21
U 3-XJI0p-4-TUJIPOKCUOCH3ANIBAETUIA B COOTBETCTBUM C ONMUCAHHOM BBIIIE METOAMKOM F

SIMP 'H: (400 MTI'y, JAMCO-d6) 6 uact. Ha mutH. 10.05 (m, 1H), 7.22 (df, 1H), 7.02 (dd,
1H), 6.9 (d, 1H), 3.98 (m, 2H), 3.5/3.31 (2d, 2H), 3.4 (m, 2H), 3-2.25 (m, 4H), 2-1.8 (m, 4H), 1.4
(2s+m, 29H), 1.2 (2t, 3H), 1.1-0.8 (2m, 2H)

I[TPUMEP 66: 3-(4-AmunoOyTtun)-1-[(3-xs10p-4-rugpoKcUpeHnT)MEeTUI |-4-TUAPOKCH-4-
okco-1,4-azadochunan-3-kapOoOHOBAS KUCIIOTA

[Tpumep 66: monydarOT UCXOIS U3 IPOMEKYTOYHOTO COEAUHEHUS S6 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) & yacrt. Ha miH. 7.42 (df, 1H), 7.2 (dd, 1H), 6.97 (d, 1H), 4.27/
4.07 (2*d, 2H), 3.62/3.22 (2*m, 2H), 3.39/3 (2*m, 2H), 2.85 (m, 2H), 2.18/1.7 (2*m, 2H), 1.85/
1.52 (2*m, 2H), 1.52/1.4 (2*m, 2H), 1.18/1.05 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=391.1189 (391.1189)

DOnemeHTapHbIl aHanmu3: C=49.09(49.17);H=6.02(6.19);N=7.18(7.17)

[TpomexyTouHoe coeaunenue 57: Tpet-bytuin 3-{4-[6uc(TpeT-0yTOKCMKapOOHMIT)aMHUHO]
OyTun }-4-3ToKCcu- 1 -[[4-TuapoxcH-3-(Tpud TopmMeToKkcn)perns | metrn|-4-okco-1,4-
azagochuHaH-3-KapOOKCHIIAT

Ctp.: 63
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ITpomexyTouHoe coequHeHue 57 MOJIyuaroT UCXOIS1 U3 IIPOMEKYTOYHOTO COeIMHEHUs 21
U 4-TupoKcu-3-(TpudTopMeTH)OeH3aITh/IeTHIa B COOTBETCTBUM C OTIMICAHHOM BHIIIIE
meTtoaukoin FE

SIMP 'H: (400 MT'n, AMCO-d6) & uact. a min. 10.1 (m, 1H), 7.15 (df, 1H), 7.08 (dd, 1H),
6.95 (d, 1H), 3.98 (m, 2H), 3.5/3.4 (2d, 2H), 3.4 (m, 2H), 3-2.2 (m, 4H), 2-1.8 (m, 4H), 1.4 (2s+
m, 29H), 1.2 (2t, 3H), 1.1-0.8 (2m, 2H)

ITPUMEP 67: 3-(4-AMHUHOOY TWIT)-4-TUIPOKCH- 1 -[[4-TunpOoKCcu-3-(TpUdTOPMETOKCH)PeHNN |
MeTui]-4-okco-1,4-azadochunan-3-kapOboHoOBasE KUCITIOTA

[Tpumep 67 moayyaroT UCXOAs U3 IPOMEKYTOUHOTO COEAMHEHUSI 57 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeTOauKOM D.

SIMP 'H: (400 MI'y, D20) 6 yvacr. Ha MuH. 7.44 (df, 1H), 7.33 (dd, 1H), 7.09 (d, 1H), 4.38/
4.13 (2*d, 2H), 3.7/3.31 (2*dd, 2H), 3.44/3.07 (2*dd, 2H), 2.92 (m, 2H), 2.23/1.78 (2*m, 2H),
1.94/1.59 (2*m, 2H), 1.59/1.46 (2*m, 2H), 1.21/1.1 (2*m, 2H)

SIMP °F; (400 MTI', D20) & yacT. Ha MJIH. - 58.3

SIMP 3'P: (400 MT', D20) & wacr. Ha MitH. 26

ESI/FIA/HR u MC/MC: [M+H]+=441.1403 (441.1402)

DOnemeHTapHbIN aHanu3: C=46.46(46.37);H=4.98(5.49);N=6.42(6.36)

ITpomexxyTounoe coenunenue 58: Tpet-byTui 3-{4-[6uc(TpeT-0yTOKCHKapOOHUIT)aMUHO |
OyTun }-4-3ToKcu- 1 -[(4-ruapokcu-3,5-gumetunndernn)meTu|-4-okco- 1,4-azadochunan-3-
KapOoOKcHUIIaT

I[TpomexyTouHoOe coequHEeHME 58 TOJIyUaroT UCXOIs1 U3 IPOMEKYTOYHOT O COeIMHEHUs 21

U 3,5-TMMeTUIT-4-TUIPOKCUOEH3a Ib/IETH/Ia B COOTBETCTBUU C OITMCAHHOM BBIIIIE METOIUKOMN
E

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha miH. 8.09 (s, 1H), 6.8 (s, 2H), 3.98 (m, 2H),
3.49/3.21 (2d, 2H), 3.35 (m, 2H), 3-2.2 (m, 4H), 2.15 (s, 6H), 2-1.8 (m, 4H), 1.4 (2s+m, 29H),
1.2 (2t, 3H), 0.95-0.82 (2m, 2H)

ITPUMEP 68: 3-(4-AMUHOOYTHIT)-4-TUAPOKCH- 1 -[ (4-TUAPOKCHU-3,5- MM TUIT(PEHUIT)METHI |
-4-okco-1,4-a3adochrHaH-3-KkapOOHOBAS KUCIIOTA

[Tpumep 68 1osIy4aroT UCXO1S1 U3 TPOMEXKYTOUHOTO COEIMHEHUS 58 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeTOauKOM D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha MiH. 7.1 (s, 2H), 4.25-4.1 (d, 2H), 3.7-3.5 (m, 2H),
3.25 (m, 1H), 3.1 (m, 1H), 2.95 (t, 2H), 2.2 (s, 6H), 2.2/1.75 (m, 2H), 1.95 (m, 1H), 1.6 (m, 2H),
1.5 (m, 1H), 1.3-1.1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=385.1889 (385.1892)

OnemeHTapHbli aHanuz: C=55.50(56.24);H=7.07(7.60);N=7.16(7.29)

ITpomexkyTouHoe coenrnenue 59: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO|
OyTHI }-4-3TOKCHU-4-0KCO- | -(MupuauH-4-unmeTn)- 1 ,4-azadochurnan-3-kapookcuaaT

[TpomexyTouHoe coequHeHHe 59 MOIy4ar0T UCXOIS1 U3 IPOMEKYTOUHOTO COeTMHEHUS 21
U 4-hOPMUIIITUPUIMHA B COOTBETCTBUM C ONMCAHHOM BbIIlIe METOAUKOM F.

SIMP 'H: (400 MTI'y, AMCO-d6) & vacr. Ha MutH. 8.5 (d, 2H), 7.3 (d, 2H), 4.1-3.9 (2m, 2H),
3.65/3.52 (2x2d, 2H), 3.45 (2m, 2H), 2.95-2.3 (m, 4H), 1.98 (m, 4H), 1.5-1.35 (m+s, 29H), 1.22
(2t, 3H), 1.05 (m, 2H)

ITPUMEP 69: 3-(4-AMUHOOYTH)-4-TUPOKCU-4-0KCO- | -(TUPUINH-4-UIIMETHI)- 1,4~
azadochuHaH-3-KapOOHOBAS KHCIIOTA

[Tpumep 69 nosy4aroT UCXO/1S1 U3 IPOMEXYTOUHOTO COETMHEHUS 59 B COOTBETCTBUM C
OIIMCAaHHOM BBIIIIE MeToauKoM D.

Crp.: 64
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SIMP 'H: (400 MTI'uy, AMCO-d6) & uact. na mitH. 8.5 (d, 2H), 8.05 (m, 3H), 7.3 (d, 2H), 3.55
(AB, 2H), 3.05/2.3 (2m, 2H), 2.7 (m, 3H), 2.5 (m, 1H), 1.75 (m, 1H), 1.65-1.15 (m, 7H)

ESI/FIA/HR u MC/MC: [M+H]+=342.1577 (342.1582)

DnemeHTapHbIN aHanmu3: C=52.56(52.78);H=6.70(7.09);N=12.22(12.31)

ITpomexxyTounoe coenunerue 60: TpeT-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMHUHO |
OyTui }-4-3TOKCH-4-0KCOo- | -(mupuauH-3-unmetin)- 1 ,4-azadocunan-3-kapOokcumaT

[TpomexxyTounoe coequnenue 60 MoIydaroT UCXOIs1 U3 IPOMEKYTOYHOTO COeTMHEHU 21
1 3-hOpMUIIIUPUAMHA B COOTBETCTBHUU C OITMCAHHOM BBIIIIE METOIMKOM F.

SIMP 'H: (400 MTI'uy, AMCO-d6) 6 yact. Ha mutH. 8.5 (d+s, 2H), 7.7 (2dd, 1H), 7.35 (m, 1H),
4.1-3.9 (2m, 2H), 3.65/3.52 (2x2d, 2H), 3.45 (2m, 2H), 3-2.3 (m, 4H), 1.9 (m, 4H), 1.4 (m+s,
30H), 1.22 (2t, 3H), 0.82 (m, 1H)

ITPUMEP 70: 3-(4-AMuUHOOYTHI)-4-TUAPOKCU-4-0KCO- 1 -(MUPUINH-3-UIIMETHI)- 1,4~
azadochunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 70 mony4yaroT UCXOIS U3 IPOMEXYTOUHOTO COeTMHEHUST 60 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 yacrt. Ha MuIH. 8.6 (s+d, 2H), 8 (dd, 1H), 7.52 (dd, 1H), 4.4 (AB,
2H), 3.7 (m, 1H), 3.4 (m, 2H), 3.18 (dd, 1H), 2.9 (m, 2H), 2.28/1.8 (2m, 2H), 1.91 (m, 1H), 1.6
(m, 2H), 1.5 (m, 1H), 1.21/1.1 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=342.1568 (342.1582)

DnemeHTapHbIl aHanu3: C=52.32(52.78);H=6.66(7.09);N=12.32(12.31)

ITpomexxyTounoe coenunenue 61: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMHUHO |
OyTui }-4-3TOKCU-4-0KCO- | -(UpuanH-2-unmeTuin)- 1 ,4-azadocunan-3-kapookcunat

[TpomexxyTouHOE coequHeHuUE 61 MOTyYarOT UCXOA U3 IIPOMEKYTOYHOT'O COETUHEHUS 21
U 2-hOPMUIIITUPUIMHA B COOTBETCTBUM C ONMCAHHOM BbIIIE METOAUKOMN F.

SIMP 'H: (400 MTI'u, IMCO-d6) 6 uact. Ha miH. 8.5 (df, 1H), 7.75 (t, 1H), 7.42/7.25 (2dd,
2H), 4.1-3.9 (2m, 2H), 3.71/3.6 (2AB, 2H), 3.5-3.35 (m, 2H), 3-2.3 (m, 4H), 2.0-2.9 (m, 4H),
1.45/1.35 (3s, 27H), 1.4/1-0.8 (3m, 4H), 1.22 (2t, 3H)

ITPUMEP 71: 3-(4-AMuHOOYTHI)-4-TUAPOKCU-4-0KCO- 1 -(MUPUINH-2-UIIMETHIT)- 1 ,4-
azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 71 monydyaroT UCXOIS U3 IPOMEXYTOUHOT'O COETMHEHUS 61 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MTI'u, D20) & uact. Ha miH. 8.6 (dd, 1H), 7.91 (t, 1H), 7.55 (d, 1H), 7.45 (dd,
1H), nenrpupoBannsiii mpu 4.41 (AB, 2H), 3.75/3.4 (2m, 2H), 3.55/3.3 (2dd, 2H), 2.95 (m, 2H),
2.3/1.78 (2m, 2H), 1.98 (m, 1H), 1.65 (m, 2H), 1.5 (m, 1H), 1.3/1.2 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=342.1592 (342.1582)

DnemeHTapHbIl aHanuz: C=52.72(52.784);H=6.92(7.09);N=12.25(12.31)

ITpomexxyTounoe coenunerue 63: TpeT-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMHUHO |
OyTu } - 1-(2-IMKIIOTeKCUIIITIIT)-4-3TOKCH-4-0KCo- 1 ,4-a3adochuHan-3-kapObokcunar

[TpomexxyTouHOE coequHEHUE 63 MTOTYYAIOT UCXOS U3 IIPOMEKYTOYHOT'O COETUHEHUS 21
U 2-IIMKJIOTeKCUIaleTalberuia B COOTBETCTBUU C OITMCAHHOM BbIlIEe MeTOAUKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MaH. 3.98 (m, 2H), 3.48 (t, 2H), 2.8 (m, 2H),
2.5-2.2 (m, 4H), 2-0.8 (m, 19H), 1.9 (m, 2H), 1.45/1.4 (2s, 27H), 1.2 (t, 3H)

ITPUMEP 73: 3-(4-AMuHOOYTHN)- 1 -(2-LHUKJIOTEKCUIITHN )-4-TUIPOKCU-4-0KCO- 1 ,4-
azadochuHaH-3-KkapOOHOBAS KUCIIOTA

[Tpumep 73 mosry4aroT UCXOIs U3 MIPOMEXKYTOYHOI'O COENMHEHUS 63 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE MeTOaUKOU D.
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SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MiH. 3.7-3.5 (m, 2H), 3.3 (m, 1H), 3.15 (m, 3H), 3 (t,
2H), 2.22/1.8 (2m, 2H), 2 (m, 1H), 1.7-0.85 (m, 17H), 1.65 (m, 1H)

ESI/FIA/HR u MC/MC: [M+H]+=361.2257 (361.2256)

DnemeHTapHbIl aHanmuz: C=56.25(56.65);H=8.92(9.23);N=7.49(7.77)

ITpomexxyTounoe coenunenue 64: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMHUHO |
OyTun }-4-3ToKcu-4-0kco- 1-[(4-penmndennn)metnn]-1,4-a3adochuHan-3-kapOoKcHIaT

[TpomexxyTouHoe coequHeHre 64 MOTyJarT UCXOISI U3 MTPOMEKYTOYHOTO COeTMHEHUS 21
U 4-heHnIOEH3aIBACTHIA B COOTBETCTBUM C OIMMCAHHOM BBIIIe MeTOAUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha miH. 7.69 (2d, 4H), 7.5-7.3 (m, 5H), 4 (m, 2H),
3.7/3.45 (2d, 2H), 3.4 (m, 2H), 3.05-2.3 (m, 4H), 2.05-1.65 (m, 4H), 1.4 (m+2s, 29 H), 1.22 (2t,
3H), 1-0.7 (m, 2H)

ITPUMEP 74: 3-(4-AMuHOOYTHN)-4-TUAPOKCU-4-0KCO- 1-[(4-penundenun)metun]-1,4-
azadochunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 74 moaydaroT UCXOIS U3 IPOMEKYTOUHOTO COSAMHEHHS 64 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha miH. 7.8 (d, 2H), 7.7 (d, 2H), 7.55 (d, 2H), 7.5 (t, 2H),
7.41 (t, 1H), 4.45/4.28 (2d, 2H), 3.75/3.35 (2m, 2H), 3.5/3.15 (2dd, 2H), 2.9 (m, 2H), 2.25/1.8
(2m, 2H), 1.95/1.45 (2m, 2H), 1.6 (m, 2H), 1.25/1.1 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=417.1932 (417.1943)

DOnemeHTapHbIN aHanu3: C=63.25(63.45);H=6.64(7.02);N=6.55(6.73)

ITpomexxyTounoe coenunerue 65: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMHUHO |
OyTun }-4-3ToKcu-4-okco-1-[(3-henokcudenunn)merun]- 1,4-azadpochunan-3-kapOokcunaT

[TpomexxyTouHOE coequHEHUE 65 MOTYYAOT UCXOIS U3 IIPOMEKYTOYHOT'O COETUHEHUS 21
1 3-(heHOKCHOEH3aIbACTHIA B COOTBETCTBUH C OIMMCAHHOM BBIIIe MeTOAUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 7.38 (2t, 3H), 7.15 (t, 1H), 7.05 (d, 1H),
7.05 (d, 2H), 6.95 (s1, 1H), 6.9 (d, 1H), 3.98 (m, 2H), 3.6/3.45 (2d, 2H), 3.4 (m, 2H), 3-2.3 (m,
4H), 2-1.6 (m, 6H), 1.4 (2s, 27H), 1.2 (2t, 3H), 1-0.75 (m, 2H)

ITPUMEP 75: 3-(4-AMuHOOYTHI)-4-TUAPOKCU-4-0KCO- 1-[(3-peHokcudenun)meTnn]-1,4-
azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 75 moaydaroT UCXOIs U3 IPOMEKYTOUHOTO COSAMHEHMS 65 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 vacr. Ha MiH. 7.5-7.3 (2t, 3H), 7.2-6.95 (m, 6H),
neHTpupoBaHHbIii ipu 4.2 (AB, 2H), 3.65/3.25 (2m, 2H), 3.4/3 (2dd, 2H), 2.82 (m, 2H), 2.19/
1.7 (2m, 2H), 1.88/1.4 (2m, 2H), 1.52 (m, 2H), 1.2-1 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=433.1891 (433.1892)

OnemeHTapHbli aHanuz: C=60.90(61.10);H=6.58(6.76);N=6.34(6.48)

ITpomexxyTounoe coenunerue 66: TpeT-byTun 3-{4-[6uc(TpeT-0yToOKCHKapOOHUI)aMUHO |
OyTun }-4-3ToKcu-4-0kco- 1-(3-benunmponun)- 1,4-azadochuHan-3-kapOoKcumaT

[TpomexxyTouHOE coequHEHHUE 66 MTOTYYAIOT UCXOS U3 IIPOMEKYTOYHOT'O COETUHEHUS 21
1 3-(heHUIIITpOTIaHaJIsl B COOTBETCTBUM C ONMCAHHOM BBIIIIe METOAMKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 7.29 (t, 2H), 7.15 (d+t, 3H), 3.98 (m, 2H),
3.49 (t,2H), 2.9-2.2 (m, 4H), 2.59 (t, 2H), 2.35 (m, 2H), 2-1.6 (m, 7H), 1.5 (m, 1H), 1.4 (2s,27H),
1.25/1 (2m, 2H), 1.2 (2t, 3H)

ITPUMEP 76: 3-(4-AMuHOOyTHI)-4-TUAPOKCU-4-0KCO-1-(3-herummpornun)-1,4-
azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 76 omydaroT UCXOAS U3 MMPOMEKYTOYHOTO COSTUHEHUSI 66 B COOTBETCTBUU C

Ctp.: 66
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OIIMCAaHHOM BBIlIIE MeToauKou D.

SIMP 'H: (400 MT'n, D20) & wacr. Ha mun. 7.38 (t, 2H), 7.27 (m, 3H), 3.62/3.28 (2m, 2H),
3.52(dd, 1H), 3.11 (m, 3H), 3 (td, 2H), 2.7 (t, 2H), 2.25/1.75 (2m, 2H), 2.09 (m, 2H), 1.95/1.5
(2m, 2H), 1.65 (m, 2H), 1.38/1.22 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=369.195 (369.1943)

DOnemeHTapHbll aHanu3: C=58.46(58.68);H=7.45(7.93);N=7.54(7.60)

ITpomexkyTouHoe coenrnenue 68: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO|
OyTHI }-4-3TOKCHU-4-0KCO- 1-[ (4-perHokcudenun)metun]-1,4-azadochunan-3-kapOOKCHIAT

[TpomexyTouHoOe coequHEeHHEe 68 TTOIyUarOT UCXOIS1 U3 TIPOMEKYTOUHOTO COeIMHEHUS 21
U 4-peHoKcuOeH3aIbIeru1a B COOTBETCTBUM C ONMCAHHOM BbIIlIe METOAUKON F.

SIMP 'H: (400 MT'u, AIMCO-d6) & uacrt. na mits. 7.4 (t, 2H), 7.3 (d, 2H), 7.12 (¢, 1H), 6.98
(2d, 4H), 3.99 (m, 2H), 3.6/3.4 (2d, 2H), 3.38 (m, 2H), 3-2.25 (m, 4H), 2-1.65 (m, 6H), 1.4 (2s,
27H), 1.2 (2t, 3H), 1-0.75 (m, 2H)

ITPUMEP 78: 3-(4-AMuHOOYTH)-4-TUIPOKCU-4-0KCO- 1-[(4-penokcudenun)metuin]-1,4-
azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 78 moIydaroT UCXOS U3 MTPOMEKYTOUHOTO COSAMHEHMS 68 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIE MeToauKoM D.

SIMP 'H: (400 MTI'u, D20) 6 vacrt. Ha mitH. 7.44 (d, 2H), 7.41 (t, 2H), 7.21 (t, 1H), 7.08 (d,
2H), 7.08 (d, 2H), 4.38/4.21 (2d, 1+1H), 3.7/3.31 (m+m, 1+1H), 3.5/3.1 (2d, 2H), 2.93 (m, 2H),
2.23/1.77 (m+m, 1+1H), 1.93/1.48 (m+m, 1+1H), 1.6 (kBuHT., 2H), 1.24/1.13 (m+m, 1+1H)

SAMP 3C: (400 MTI'y, D20) 6 vacr. Ha MuH. 177.6, 158.2, 155.7, 132.1, 130, 124.3, 124.1,
119.3, 118.7, 59.4, 51.6, 50.9, 38.8, 27, 26.6, 24.8, 20

SIMP 3'P: (400 MI'y, D20) & acr. Ha MtH. 25

ESI/FIA/HR u MC/MC: [M+H]+=433.1884 (433.1892)

DnemeHTapHbIl aHamu3: C=60.77(61.10);H=6.27(6.76);N=6.42(6.48)

ITPUMEP 79: 3-(4-AMuHOOY U )-4-TUAPOKCU-4-0KCO- 1 -(2-(heHUITMETOKCUITHIT)- 1 ,4-
azadochuHaH-3-kapOOHOBAS KUCIIOTA

[Tpumep 79 nonydaroT UCXOAs U3 IIPOMEKYTOUHOI'O COeIUHEHHUS 21 1
OCH3MIIOKCHALIETAJIB/IETH/Ia B COOTBETCTBHHU C OTIMCAHHBIMU BBIIIe MeToMkaMu F u D.

SMP 'H: (400 MTI', D20) & yact. Ha MaH. 7.42 (m, SH), 4.63 (d, 1H), 4.55 (d, 1H), 3.82
(t, 2H), 3.61 (dd, 1H), 3.5 (m, 1H), 3.33 (m, 2H), 3.26 (m, 1H), 3.16 (dd, 1H), 2.92 (t, 2H), 2.24
(m, 1H), 1.94 (m, 1H), 1.71 (m, 1H), 1.61 (xBuHT, 2H), 1.48 (m, 1H), 1.21 (m, 2H)

SIMP 3'P: (400 MT', D20) & wacr. Ha MutH. 25.6

ESI/FIA/HR u MC/MC: [M+H]+=385.1883 (385.1892)

ITPUMEP 80: 3-(4-AMuUHOOYTUN)-4-TUAPOKCHU- 1 -(2-TUAPOKCUITHIT)-4-0KCO- 1,4~
azadochuHaH-3-kapOOHOBAS KUCIIOTA

ITpumep 80 nonyyarot ucxons us Ilpumepa 79 B COOTBETCTBUM C OITMCAHHOM BBIIIIE
MeToaukon E.

SIMP 'H: (400 MTI'u, D20) 6 vacrt. Ha MitH. 3.9 (m, 2H), 3.72 (dd, 1H), 3.62 (dd, 1H), 3.32
(m, 1H), 3.29 (t, 2H), 3.25 (dd, 1H), 2.99 (m, 2H), 2.29 (m, 1H), 1.99 (m, 1H), 1.79 (m, 1H), 1.67
(xBuHT, 2H), 1.52 (m, 1H), 1.41 (m, 1H), 1.29 (m, 1H)

ESI/FIA/HR u MC/MC: [M+H]+=295.1424 (295.1422)

DnemeHTapHbIl aHamu3: C=44.08(44.90);H=7.66(7.88);N=9.23(9.52)

[TpomexyTounoe coeaunenue 69: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCMKapOOHMIT)aMHUHO]
oytuin }-1-[(3-x1opdenmn)meTnn|-4-3Tokcu-4-okco-1,4-azadochunan-3-kapbokcunat

ITpomexyTouHOE coequHEHHE 69 MOTYYaIOT UCXOIS U3 IIPOMEKYTOYHOT'O COeIMHEHUS 2 1

Ctp.: 67
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U 3-XJ10pOeH3aIb/IeTHaa B COOTBETCTBUM C OTTMCAHHOM BHIIIE METOAUKOM F.

SIMP 'H: (400 MT'n, IMCO-d6) & uacrt. Ha min. 7.4-7.2 (m, 4H), 3.99 (m, 2H), 3.62/3.43
(AB, 1+1H), 3.38 (m, 2H), 2.92/2.36 (m)+(m, 1+1H), 2.73/2.47 (m)+(m, 1+1H), 1.96 (m, 2H),
1.89 (m, 2H), 1.41 (m, 2H), 1.37/1.33 (2*(s, 27H), 1.2 (t, 3H), 0.81 (m, 2H)

SMP '3C: (400 MT'u, AMCO-d6) & uacr. a mun. 127-130, 152.3, 60.9, 60.6, 54.9, 51.6,
45.6, 28.9, 28.9, 27.6, 24.7, 20.6, 133.2, 81.8/81.1

ITPUMEP 81: 3-(4-Amuno0OyTun)-1-[(3-xmopdeHun)MeTni|-4-ruipokcu-4-okco-1,4-
azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 81 momydyaroT UCXOAS U3 MPOMEKYTOYHOTO COSTUHEHUST 69 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) & yact. Ha MitH. 7.52-7.35 (m, 4H), HeHTpUpPOBaHHLI Ipu 4.32
(AB, 2H), 3.7/3.32 (2m, 2H), 3.5/3.12 (2dd, 2H), 2.93 (m, 2H), 2.25/1.8 (2m, 2H), 1.95/1.48 (2m,
2H), 1.6 (m, 2H), 1.25/1.11 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=375.1256 (375.1240)

DOnemeHTapHbli aHanmuz: C=51.26(51.27);H=6.32(6.45);N=7.43(7.47)

ITpomexyTounoe coenunenue 70: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUIT)aMUHO |
Oytun }-4-3Tokcu- 1-[(3-rugpokcudenun)Me T |-4-okco- 1,4-azadochuHan-3-kapOOKCHIaT

ITpomexyTounoe coequHenue 70 MOIydaroT UCXOS1 U3 IPOMEKYTOYHOTO COeTMHEHUS 2 1
U 3-TUAPOKCHOEH3aIbIeTHAa B COOTBETCTBUM C OTIMCAHHOM BBIIIE METOAUKOM F.

SIMP 'H: (400 MTI'y, AMCO-d6) 6 uact. Ha mitH. 9.25 (s, 1H), 7.1 (t, 1H), 6.7-6.55 (m, 3H),
3.98 (m, 2H), 3.52/3.4 (2d, 2H), 3.4 (m, 2H), 3-2.2 (m, 4H), 2-1.65 (m, 6H), 1.4 (2s, 27H), 1.2
(2t, 3H), 0.95/0.82 (2m, 2H)

ITPUMEP 82: 3-(4-AMuH00yTU)-4-TUAPOKCU- 1 -[ (3-TuApOKCH(peHUT)MeTH |-4-0KCO-1,4-
azadochunan-3-kapOOHOBAs KUCIIOTA

[Tpumep 82 moayyaroT UCXOs U3 IPOMEKYTOUHOTO coeAMHEHUsI 70 B COOTBETCTBUM C
OIIMCAaHHOM BBILLIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha mutH. 7.38 (t, 1H), 7-6.9 (m, 3H), ueHTpupOBaHHBIH
nipu 4.18 (AB, 2H), 3.7/3.32 (2m, 2H), 3.45/3.1 (2dd, 2H), 2.91 (m, 2H), 2.25/1.8 (2m, 2H), 1.92/
1.48 (2m, 2H), 1.6 (m, 2H), 1.25/1.1 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=357.1573 (357.1579)

DOnemeHTapHbli aHanmuz: C=53.22(53.934);H=6.98(7.07);N=7.72(7.86)

ITpomexxyTounoe coenunenue 71: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUIT)aMUHO |
OyTun }-4-3Tokcu- 1 -[(4-rugpokcudenun)Me T |-4-okco- 1,4-azadochuHan-3-kapOOKCHIaT

ITpomexyTouHoe coequHeHue 71 MoiydaroT UCXOIs1 U3 IPOMEKYTOYHOTO COeIMHEHUS 21
U 4-TuApOKCHOEH3aIbIeTHa B COOTBETCTBUM C OTIMCAHHOM BBIIIE METOAUKOM F.

SIMP 'H: (400 MT'n, IMCO-d6) & wact. Ha M. 9.25 (s, 1H), 7.05 (d, 2H), 6.7 (d, 2H),
3.98 (m, 2H), 3.49/3.3 (2d, 2H), 3.4 (m, 2H), 3-2.2 (m, 4H), 2-1.8 (m, 4H), 1.4 (2s+m, 29 H), 1.2
(2t, 3H), 0.95/0.82 (2m, 2H)

ITPUMEP 83: 3-(4-AMuHOOYTUI )-4-TUAPOKCHU- | -[ (4-TuapOKCU(pEHUT)METH |-4-0KCO- 1,4~
azadochunan-3-kapOOHOBAs KUCITOTA

[Tpumep 83 momydaroT UCXOAS U3 MMPOMEKYTOYHOTO COSTUHEHUSI 71 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 vacrt. Ha miH. 7.38 (d, 2H), 6.95 (d, 2H), ueHTpupoBaHHBIM
npu 4.25 (AB, 2H), 3.7/3.3 (2m, 2H), 3.48/3.05 (2dd, 2H), 2.95 (m, 2H), 2.21/1.75 (2m, 2H),
1.95/1.5 (2m, 2H), 1.6 (m, 2H), 1.25/1.11 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=357.1572 (357.1579)
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DneMeHTapHbIi aHanu3: C=53.24(53.93);H=6.89(7.07);N=7.57(7.86)

ITpomexyTouHoe coenrHenue 72: Tpet-bytun 3-{4-[Ouc(TpeT-OyTOoKCUKapOOHUIT)aMHUHO|
OyTui }-1-(dpypaH-3-umMeTH1)-4-3TOKCU-4-0Kco- 1 ,4-a3adochunan-3-kapOoKcHIaT

[TpomexyTouHOEe coequHeHHe 72 MOIyYarOT UCXOISl U3 IIPOMEKYTOUHOTO COeIMHEHUA 21
U 3-pypanbaeruaa B COOTBETCTBUM C OITMCAHHOM BbIlle MeTOAUKOM F

SMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MatH. 7.61/7.55 (2s1, 2H), 6.39 (sl, 1H), 3.98 (m,
2H), 3.49/3.33 (2d, 2H), 3.45 (m, 2H), 3-2.2 (m, 4H), 2-1.8 (m, 4H), 1.4 (2s+m, 29 H), 1.2 (2t,
3H), 1.05/0.9 (2m, 2H)

ITPUMEP 84: 3-(4-Amuno6yTHN)-1-(hypan-3-unmeTnin)-4-ruipokcu-4-oxkco-1,4-
azadochuHaH-3-KapOOHOBAS KUCIIOTA

ITpumep 84 mosry4aroT UCXOas1 U3 MIPOMEXKYTOYHOI'O COEIMHEHUS 72 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MT', D20) & uacr. Ha mus. 7.71 (sl, 1H), 7.59 (sl, 1H), 6.58 (sl, 1H),
HeHTpupoBaHHbIN nipu 4.22 (AB, 2H), 3.7/3.35 (2m, 2H), 3.55/3.08 (2dd, 2H), 2.95 (m, 2H),
2.25/1.8 (2m, 2H), 1.95/1.5 (2m, 2H), 1.62 (m, 2H), 1.31/1.18 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=331.1431 (331.1422)

DneMmeHTapHbIi aHanu3: C=50.45(50.91);H=6.72(7.02);N=8.39(8.48)

ITpomexxyTouHoe coenrnenue 73: Tpet-bytun 3-{4-[Ouc(TpeT-OyTOKCUKapOOHUIT)aMHUHO|
OyTui }-4-3TOKCH- 1-[(2-TuapokcudeHuT ) MeTui |-4-okco-1,4-azadpochunan-3-kapOokcunat

[TpomexyTouHoe coequHeHne 73 MOIy4arOT UCXOISI U3 IIPOMEKYTOYHOTO COeIMHEHUA 21
U 2-TUIPOKCUOEH3AJIb/IErN/1a B COOTBETCTBUM C ONMUCAHHOMN BbIllIe METOAUKOM F.

SIMP 'H: (400 MTIn, JAMCO-d6) 6 yact. Ha MiTH. 9.45 (s, 1H), 7.1 (d+t, 2H), 6.78 (d+t, 2H),
4 (m, 2H), 3.62/3.52 (2d, 2H), 3.4 (m, 2H), 3-2.3 (m, 4H), 2-1.8 (m, 4H), 1.42/1.38 (m+2s, 29
H), 1.21 (2t, 3H), 0.98/0.85 (2m, 2H)

ITPUMEP 85: 3-(4- AMuH0OyTHIT)-4-TUAPOKCH- | -[(2-THApOKCUbeHmT)Me T | -4-0KCOo- 1 ,4-
azadochuHaH-3-KapOOHOBAS KUCIIOTA

ITpumep 85 moayyaroT UCXOAs U3 MTPOMEKYTOUHOTO COEAMHEHUSI 73 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 wact. Ha mutH. 7.39 (t, 1H), 7.3 (d, 1H), 6.95 (d+t, 2H), 4.28
(AB, 2H), 3.65/3.28 (2m, 2H), 3.52/3.2 (2dd, 2H), 2.95 (m, 2H), 2.2/1.72 (2m, 2H), 1.98/1.5 (2m,
2H), 1.62 (m, 2H), 1.3/1.18 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=357.1591 (357.1579)

DneMeHTapHbIi aHanu3: C=53.22(53.93);H=6.97(7.07);N=7.71(7.86)

[TpomexxyTounoe coenunenue 74: Tpet-bytun 3-{4-[6uc(TpeT-0yTOKCUKapOOHUIT)aMUHO |
OyTui }-4-3ToKCH- 1-[[2-(4-Tuapokcudennn)dhenus ]MeTui |-4-okco- 1,4-azadochunan-3-
KapOOKcHIIaT

[TpomexkyTouHOE coequHEHUE 74 MOTYyYaroT UCXOAS U3 MPOMEKYTOYHOT'O coeAMHEeHUs 2 1
U 2-(4-ruapokcudeHnn)0eH3anbaeruaa B COOTBETCTBUU C OMMMCAHHOM BBIIIE METOAUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 9.45 (s, 1H), 7.45 (dd, 1H), 7.3 (td, 2H),
7.16 (dd, 1H), 7.13 (d, 2H), 6.81 (d, 2H), 3.93 (xBaap., 2H), 3.54/3.36 (d, 2H), 3.28 (t, 2H), 2.85-
2.15 (m, 2H), 2.85-2.15 (m, 2H), 1.84 (m, 2H), 1.84 (m, 2H), 1.47-1.3 (s, 27H), 1.47-1.3 (s, 2H),
1.17 (t, 3H), 0.7 (m, 2H)

SIMP *'P: (400 MTI'u, IMCO-d6) § uacr. Ha MiH. 45.3

ITPUMEP 86: 3-(4-AMuHOOYTHIT)-4-TUAPOKCHU- 1 -[[2-(4-Tuapokcudenn)erHuT | Me T |-4-
okco-1,4-azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 86 mMoayUaroT UCXOS U3 IPOMEKYTOUHOTO COSAMHEHHS 74 B COOTBETCTBUM C
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OIIMCAaHHOM BBIlIIE MeToauKou D.

SIMP 'H: (400 MT'u, D20) & wacr. Ha MitH. 7.56 (dd, 1H), 7.55-7.45 (2td, 2H), 7.37 (dd, 1H),
7.25 (d, 2H), 7 (d, 2H), 4.36 (dd, 2H), 3.35/3.1 (2m, 2H), 3.2/2.85 (2m, 2H), 2.95 (m, 2H), 2.05/
1.65 (2m, 2H), 1.85/1.35 (2m, 2H), 1.6 (m, 2H), 1.2-0.95 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=433.1893 (433.1892)

OnemeHTapHbiii aHanmuz: C=61.11(61.10);H=6.10(6.76);N=6.68(6.48)

ITpomexkyTouHoe coenunenue 75: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMHUHO|
OyTHI }-4-3TOKCH-4-0KCO-1-[(3-penmn- 1 H-mupazon-4-un)metuin]-1,4-azadochunan-3-
KapOoOKcuIIaT

[TpomexkyTouHOE coeIuHEHHUE 75 MOTYyYaIOT UCXOS U3 MPOMEKYTOYHOTO COeAMHEHUS 21
u 3-pernn- 1 H-mupazon-4-kapOokcaabaeruia B COOTBETCTBUH C OTTMCAHHOM BBIIIE METOTUKOM
E

SIMP 'H: (400 MI'u, AMCO-d6) 6 gyact. Ha MiH. 13-12.5 (m, 1H), 7.9-7.3 (m, 6H), 4.05-
3.9 (m, 2H), 3.45 (dd, 2H), 3.3 (m, 2H), 3.1-2.2 (m, 6H), 2-1.7 (m, 2H), 1.4 (s, 18H), 1.35 (s,
9H), 1.2 (m, 2H), 1.2 (t, 3H), 1-0.7 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=691.3829(691.3835)

ITPUMEP 87: 3-(4-AMunOOyTHN)-4-TUAPOKCU-4-0KCO-1-[(3-penun- 1 H-nmupazon-4-umn)
metui]-1,4-azadochunan-3-kapOoHOBASI KUCTIOTA

[Tpumep 87 moaydaroT UCXOIS U3 IPOMEKYTOUHOTO COSAMHEHMS 75 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MT', D20) & yacrt. Ha MiH. 7.95 (sl, 1H), 7.6-7.5 (m, 5SH), 4.45 (dd, 2H),
3.55/3.15 (2m, 2H), 3.05/2.7 (2m, 2H), 2.9 (m, 2H), 2.2/1.7 (m, 2H), 1.8/1.25 (2m, 2H), 1.5 (m,
2H), 0.95/0.7 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=407.1865 (407.1848)

DnemeHTapHbIl aHanmu3: C=55.99(56.154);H=6.40(6.70);N=13.79(13.79)

ITpomexxyTounoe coenunerue 76: Tpet-byTun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMHUHO |
OyTun }-4-3Tokcu- 1 -[[2-(4-MeTokcudeHn)hennn | Me T |-4-okco- 1,4-azadpochuHan-3-
KapOoKcuIaT

[TpomexyTouHoe coequHeHne 76 MOIy4aroT UCXOISl U3 IIPOMEKYTOUHOIO COeIMHEHU 21
u 2-(4-MeTokcudeHnT)0eH3anbaeruaa B COOTBETCTBUM C ONMMCAHHOM BhIIIe MeTOAUKOM F

SIMP 'H: (400 MT', IMCO-d6) & uacr. na mus. 7.47 (d, 1H), 7.32 (m, 2H), 7.27 (d, 2H),
7.19 (d, 1H), 7 (d, 2H), 3.93 (m, 2H), 3.8 (s, 3H), 3.54/3.37 (2*d, 2H), 3.32 (m, 2H), 2.74/2.22
(m, 2H), 2.74/2.33 (m, 2H), 1.95-1.75 (m, 2H), 1.95-1.75 (m, 2H), 1.41 (s, 18H), 1.37 (m, 2H),
1.34 (s, 9H), 1.18 (t, 3H), 0.7 (m, 2H)

ITPUMEP 88: 3-(4-AMuHOOYTHN)-4-TUAPOKCH- 1 -[[2-(4-MeToKcubeHu)heHus |MeTu |-4-
okco-1,4-azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 88 momydyaroT UCXOAS U3 MPOMEKYTOYHOTO COSTUHEHUSI 76 B COOTBETCTBUU C
OIIMCAaHHOM BBILIE METOAUKOM D.

SIMP 'H: (400 MT'u, D20) 6 yact. Ha miH. 7.59 (dd, 1H), 7.51 (m, 2H), 7.38 (dd, 1H), 7.31
(d, 2H), 7.1 (d, 2H), 4.44/4.29 (2*d, 2H), 3.36 (s, 3H), 3.19/2.94 (m, 2H), 3.19/2.84 (m, 2H), 2.94
(m, 2H), 2.08/1.65 (m, 2H), 1.85/1.35 (m, 2H), 1.58 (m, 2H), 1.13/1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=447.2046(447.2048)

OnemeHTapHbli aHanuz: C=62.04(61.87);H=6.38(7.00);N=6.05(6.27)

ITpomexxyTounoe coenunenue 77: Tpet-byTun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUIT)aMUHO |
OyTun }-4-3ToKcu-4-0kco- 1-[(4-penun- 1 H-nupa3zon-3-un)metun]-1,4-azadpochuHan-3-
KapOoOKcHuIaT

[TpomexxyTouHOE coequHeHre 77 MOJIy4aroT UCXO/IS U3 IPOMEKYTOYHOTO COETMHEHUS 21
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1 4-enn- 1H-nmupazon-3-kapOokcabaeruaa B COOTBETCTBUM C OITMCAHHOM BBIIIIE METOIUKON
FE.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha MiH. 13-12.5 (m, 1H), 8 (m, 1H), 7.62 (d, 2H),
7.35 (t, 2H), 7.2 (t, 1H), 4.1-3.9 (m, 2H), 3.8-3.35 (m, 2H), 3.25 (m, 2H), 3.15-2.3 (m, 4H), 2.1-
1.9 (m, 2H), 1.8 (m, 2H), 1.4-1.2 (m, 2H), 1.4 (s, 18H), 1.35 (s, 9H), 1.2 (t, 3H), 0.7 (m, 2H)

[TPUMEP 89: 3-(4-AMuno0yTHI)-4-ruapoxcu-4-okco- 1-[(4-pennn- 1 H-mupazon-3-um)
Metuin]-1,4-azadochunan-3-kapoboHoOBasT KUCTIOTA

[Tpumep 89 momydaroT UCXOAs U3 MPOMEKYTOYHOTO COETMHEHUs 77 B COOTBETCTBUU C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) & yact. Ha MiH. 7.9 (s, 1H), 7.55-7.35 (m, 5SH), 4.65-4.4 (dd, 2H),
3.55/3.15 (2m, 2H), 3.15/2.9 (2m, 2H), 2.9 (m, 2H), 2.15/1.65 (2m, 2H), 1.8/1.25 (m, 2H), 1.5
(m, 2H), 0.95/0.75 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=407.1844 (407.1848)

DnemeHTapHbIN aHanmu3: C=56.58(56.15);H=6.24(6.70);N=13.79(13.79)

[TpomexxyTounoe coeaunenue 78: Tper-byTui 3-{4-[6uc(TpeT-0yTOKCMKapOOHMI)aMHUHO]
OyTni }-4-3ToKcH-4-0kco-1-[(5-penun-1,3-okcazon-4-un)metwi|-1,4-azadpochunan-3-
KapOoKcHUIaT

[TpomexyTouHOE coequHEHHE 78 TTOIyUarOT UCXOISl U3 IIPOMEKYTOYHOTO COeTUHEHUA 21
u 5-peHut- 1,3-okcazonn-4-kapOoKcallb/Ieruia B COOTBETCTBUM C ONMCAHHOM BBIIIIE METOIUKOM
E

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha maH. 8.29 (s, 1H), 7.78 (m, 2H), 7.5 (m, 2H),
7.4 (m, 1H), 4 (m, 2H), 3.68 (dd, 2H), 3.3 (m, 2H), 3.05/2.5 (2m, 2H), 2.95/2.65 (2m, 2H), 2.05-
1.7 (m, 4H), 1.45 (s, 18H), 1.35 (s, 9H), 1.25 (m, 2H), 1.25 (t, 3H), 0.9 (m, 2H)

ITPUMEP 90: 3-(4-AMuHOOYTHNI)-4-TUAPOKCU-4-0KCO-1-[(5-penun-1,3-okcazomn-4-um)
meTui]-1,4-azadochunan-3-kapOoHOBASI KUCTIOTA

[Tpumep 90 monydyaroT UCXOIS U3 IPOMEKYTOUHOT'O COSTMHEHUS 78 B COOTBETCTBHUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MT';, D20) 6 vact. Ha mutH. 8.28 (s, 1H), 7.68 (d, 2H), 7.6-7.5 (m, 3H), 4.55
(dd, 2H), 3.65/3.3 (2m, 2H), 3.4/3.1 (2dd, 2H), 2.9 (m, 2H), 2.2/1.71 (2m, 2H), 1.9/1.35 (2m, 2H),
1.55 (m, 2H), 1.05/0.95 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=408.1689 (408.1688)

DnemeHTapHbIN aHanmu3: C=55.52(56.02);H=6.16(6.43);N=10.20(10.31)

[TpomexyTouHnoe coenunenue 79: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO |
Oytun }-4-3Tokcu- 1-[[2-(1,2-okcazon-5-un)perw |metun|-4-okco- 1,4-azadochunan-3-
KapOoKcHUIaT

[TpomexyTouHoe coeMHeHre 79 MOJIyYar0T UCXOAS U3 TPOMEKYTOUHBIX COeIUHEHUM 21
1 218 B COOTBETCTBUU C OINIMCAHHOM BBIIIE METOAMUKON F.

SIMP 'H: (300 MTI'u, AMCO-d6) 6 uact. Ha mitH. 8.6 (d, 1H), 7.65 (m, 1H), 7.55-7.4 (m,
3H), 6.75 (d, 1H), 4 (m, 2H), 3.85/3.5 (dd, 2H), 3.3 (m, 2H), 2.95/2.4 (2m, 2H), 2.8/2.55 (2m,
2H), 2.1-1.6 (2m, 4H), 1.45 (s, 18H), 1.35 (m, 2H), 1.35 (s, 9H), 1.22 (t, 3H), 0.9-0.5 (m, 2H)

ITPUMEP 91: 3-(4-AmuHOOyTHN)-4-TUApOKCHU-1-[[2-(1,2-0KCca30i1-5-mm)henni | meTul-4-
okco-1,4-a3adochunan-3-kapOoHOBAsT KUCIOTA

ITpumep 91 nosmyqaroT UCXOas1 U3 MPOMEXKYTOUHOI'O COENUHEHUS 79 B COOTBETCTBUHM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MI'y, D20) 6 vacr. Ha MuH. 8.55 (d, 1H), 7.85 (m, 1H), 7.65-7.55 (m, 3H),
6.85 (d, 1H), 4.7/4.4 (dd, 2H), 3.85/3.2 (2m, 2H), 3.5/3.2 (2dd, 2H), 2.9 (m, 2H), 2.3/1.8 (2m,
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2H), 1.9/1.45 (2m, 2H), 1.6 (m, 2H), 1.2/1.05 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=408.1685 (408.1688)

DOnemeHTapHbIN aHamu3: C=55.14(56.02);H=5.95(6.43);N=10.14(10.31)

ITpomexyTounoe coeaunenue 80: Tper-bytun 3-{4-0uc(tper-0yToKCMKapOOHUI)aMHHO]
OyTui }-4-3TOKCU-4-0KCO- 1-[(2-Ttupazori- 1 -undennn)metun]- 1,4-a3adochrnan-3-kapOokcuaat

[TpomexxyTounoe coequHenure 80 MoIy4aroT UCXOIS U3 IPOMEKYTOYHOTO COETMHEHUS 21
u 2-(1H-nupazon-1-ui)-6eH3anbaeruaa B COOTBETCTBUM C OITMCAHHOM BbIIIE METOIUKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha muH. 8.04 (d, 1H), 7.7 (d, 1H), 7.55-7.35 (m,
4H), 6.5 (m, 1H), 3.95 (m, 2H), 3.65/3.35 (dd, 2H), 3.3 (m, 2H), 2.8-2.6 (2m, 2H), 2.4-2.15 (2m,
2H), 2-1.65 (m, 4H), 1.5-1.3 (m, 2H), 1.41 (s, 18H), 1.35 (s, 9H), 1.19 (t, 3H), 0.7 (m, 2H)

I[TPUMEP 92: 3-(4-AMuaOOYTHI)-4-TUIPOKCU-4-0KCO- 1 -[(2-Mpa3oi- 1 -undeHun)Me |
-1,4-a3adocunan-3-kapOoOHOBAS KUCITOTA

[Tpumep 92 nosnydaroT UCXOAS U3 IPOMEKYTOUHOTO COeTMHEHHUS 80 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MT', D20) & uacr. Ha . 8.05 (d, 1H), 7.9 (d, 1H), 7.7-7.45 (m, 4H), 6.6
(t, 1H), 4.25 (dd, 2H), 3.5/3.1 (2dd, 2H), 3.35/3.15 (2m, 2H), 2.95 (m, 2H), 2.3/1.8 (2m, 2H), 1.9/
1.5 (2m, 2H), 1.6 (m, 2H), 1.3/1.1 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=407.1869 (407.1848)

DnemeHTapHbIl aHanmu3: C=56.00(56.15);H=6.16(6.70);N=13.77(13.79)

[Tpomexytounoe coeaunenue 81: Tper-byTuin 3-{4-[6uc(TpeT-0yTOKCMKapOOHMIT)aMHUHO]
OyTui }-4-3ToKCH-1-[[2-pTOp-6-(4-MeToKCcUpeHnT)PpeHn | MeTr |-4-okco-1,4-azadochunan-
3-kapOoKcHIaT

[TpomexxyTouHoe coeuHeHne §1 MOTydaroT UCXOMS U3 TPOMEKYTOUHOTO coeHeHus 21

U 2-prop-6-(4-meTokcudenn)0eH3abaeruaa B COOTBETCTBUM C OITMCAHHOM BBIIIE METOIUMKOMN
E

SIMP 'H: (400 MT'y, D20) § uacr. Ha MiH. 7.4 (d, 2H), 7.4 (dd, 1H), 7.18 (t, 1H), 7.08 (d,
1H), 7 (d, 2H), 3.92 (m, 2H), 3.8 (s, 3H), 3.46 (s, 2H), 3.22 (m, 2H), 2.7/2.38 (dd, 2H), 2.65/2.25
(2*m, 2H), 2-1.6 (m, 4H), 1.4 (s, 18H), 1.34 (s, 9H), 1.25 (m, 2H), 1.18 (t, 3H), 0.63/0.5 (2*m,
2H)

ITPUUMEP 93: 3-(4-Amun0O0yTHN)-1-[[2-DTOP-6-(4-MeTOKCUDeHMT ) PeHMIT|METHIT | -4-
TUAPOKCH-4-0Kco-1,4-a3adochunan-3-KkapOOHOBAS KMCIIOTA

[Tpumep 93 nosry4aroT UCXOas1 U3 MTPOMEXKYTOUHOTI'O COENMHEHUS 81 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE MeTOaUKOU D.

SAMP 'H: (400 MTI'u, D20) 6 wact. Ha MJH. 7.54 (m, 1H), 7.3 (d, 2H), 7.28 (m, 1H), 7.21 (d,
1H), 7.11 (d, 2H), 4.42 (dd, 2H), 3.86 (s, 3H), 3.46/3.09 (m, 2H), 3.2/2.9 (m, 2H), 2.95 (m, 2H),
2.11/1.67 (m, 2H), 1.87/1.37 (m, 2H), 1.6 (m, 2H), 1.11 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=465.1955 (465.1954)

DneMeHTapHbIN aHaau3: C=59.31(59.48);H=5.75(6.51);N=6.10(6.034)

ITpomexxyTouHoe coenrHenue 82: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO|
OyTui }-4-3ToKcu-1-[[2-(1-MeTunnupa3zoin-4-ui)denui | metun]-4-okco-1,4-azadochunan-3-
KapOOKcHIIaT

ITpomexxyTouHOE coelMHeHUE 82 TOJIYyYaIOT UCXOAs1 U3 TPOMEKYTOUHBIX COeIMHEHUM 21
1 235 B COOTBETCTBUU C OITMCAHHOMU BBIIIIE METOIUKON F

SIMP 'H: (400 MT'u, IMCO-d6) & uact. na min. 7.9 (s, 1H), 7.65 (s, 1H), 7.4-7.35 (m, 2H),
7.3-7.2 (m, 2H), 4 (m, 2H), 3.9 (s, 3H), 3.61/3.4 (dd, 2H), 3.3-3.15 (m, 2H), 2.9/2.35 (2m, 2H),
2.8/2.45 (2dd, 2H), 2.05-1.9 (m, 2H), 1.8 (m, 2H), 1.4 (s, 18H), 1.35 (s, 9H), 1.25 (m, 2H), 1.2 (¢,
3H), 0.65 (m, 2H)
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ITPUMEP 94: 3-(4-AMunoOyTuin)-4-Tuapokcu- 1-[[2-(1-meTunmupazoi-4-ui)heHuT [ Me THI |
-4-oxco-1,4-a3adochuHan-3-kapOOHOBAS KUCITOTA

[Tpumep 94 moaydaroT UCXOIS U3 IPOMEKYTOUHOTO COSAMHEHMS 82 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MT', D20) & yacrt. Ha MuH. 7.75 (s, 1H), 7.6 (s, 1H), 7.55-7.35 (m, 4H), 4.4
(dd, 2H), 3.9 (s, 3H), 3.6-3.1 (m, 3H), 3-2.8 (m, 3H), 2.05/1.7 (m, 2H), 1.85/1.35 (m, 2H), 1.55
(m, 2H), 1.1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=421.2016 (421.2004)

DnemeHTapHbIl aHanmu3: C=56.61(57.13);H=6.36(6.95);N=13.08(13.33)

ITpomexxyTounoe coenunenue 83: TpeT-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMHUHO |
OyTun }-4-3TOKCU-4-0KCO- 1 -[(2-tupumMuauH-S-undenmn)metun]- 1,4-azadochunan-3-
KapboKcuIaT

[TpomexyTouHOE coeIMHEHUE 83 TMOIYYAOT UCXOAS U3 TPOMEKYTOUHBIX COeIUHEHUN 21
1 236 B COOTBETCTBUM C OITMCAHHOM BbIIIE METOIUKON F

SIMP 'H: (400 MTy, AMCO-d6) 6 uact. Ha MiH. 9.2 (s, 1H), 8.86 (s, 2H), 7.5-7.3 (m, 4H),
3.93 (m, 2H), 3.46 (dd, 2H), 3.3 (m, 2H), 2.78-2.6 (2m, 2H), 2.4 (dd, 1H), 2.2 (m, 1H), 2-1.75
(m, 2H), 1.65 (m, 2H), 1.4 (m, 2H), 1.4 (s, 18H), 1.33 (s, 9H), 1.18 (t, 3H), 0.6 (m, 2H)

I[TPUMEP 95: 3-(4- AMuHOOY THIT)-4-TUAPOKCH-4-0KCO- | - [ (2-TTUPUMUIIH-5-UIT(heHUIT)METHIT |
-1,4-a3adochunan-3-kapOoOHOBaAS KUCITOTA

ITpumep 95 nosryqaroT UCX0as1 U3 IPOMEXKYTOYHOI'O COENMHEHUS 83 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MI'y, D20) § uacr. Ha Mis. 9.19 (s, 1H), 8.85 (s, 2H), 7.7 (m, 1H), 7.68-7.59
(m, 2H), 7.45 (m, 1H), 4.38 (dd, 2H), 3.52/3.15 (2m, 2H), 3.25/2.9 (2m, 2H), 2.9 (m, 2H), 2.1/1.7
(2m, 2H), 1.85/1.4 (2m, 2H), 1.6 (m, 2H), 1.1 (m, 2H)

ESI/F1IA/HR u MC/MC: [M+H]+=419.1856 (419.1848)

DneMeHTapHbI aHanu3: C=57.94(57.41);H=6.37(6.50);N=13.40(13.39)

ITpomexxyTounoe coenunenue 84: Tpet-byTun 3-{4-[6uc(TpeT-0yTOKCUKApOOHUI)aMUHO |
OyTui }-4-3TOKCH- 1-[[2-(2-MeTunnupa3oJ-3-ui)denui | meTuin]-4-okco-1,4-a3adochunan-3-
KapOOKcHIIaT

ITpomexxyTouHOE coeMHeHne 84 TTOTy4ar0T UCXOIS U3 TPOMEXKYTOUHBIX COeqMHEHUH 21
1 280 B COOTBETCTBUHU C OIIMCAHHOM BBIIIIE METOIUKOM

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MaH. 7.56 (dd, 1H), 7.5 (d, 1H), 7.47 (td, 1H),
7.39 (td, 1H), 7.28 (dd, 1H), 6.25 (d, 1H), 3.95 (m, 2H), 3.58 (s, 3H), 3.45-3.25 (m, 4H), 2.8/2.2
(2m, 2H), 2.7/2.35 (2dd, 2H), 2-1.75 (m, 4H), 1.4 (m, 2H), 1.4 (s, 18H), 1.35 (s, 9H), 1.2 (t, 3H),
0.7 (m, 2H)

ITPUMEP 96: 3-(4-AMuHOOY T )-4-TUAPOKCH- | -[ [ 2-(2-MeTHITIIUPa30JT-3-1iT) (e HUI [ME THII |
-4-okco-1,4-a3adochuHan-3-kapOOHOBAS KMCIIOTA

[Tpumep 96 nosydaroT UCXOAs U3 MIPOMEKYTOUHOI'O COEIMHEHHUS 84 B COOTBETCTBUU C
ONMCAHHOM BBIIIIE METOIUKON D.

SIMP 'H: (400 MTI'u, D20) 6 vacrt. Ha miH. 7.7-7.4 (m, 4H), 7.63 (d, 1H), 6.45 (d, 1H), 4.2
(dd, 2H), 3.58 (s, 3H), 3.55-3.05 (m, 4H), 2.8 (m, 2H), 2.1/1.7 (2m, 2H), 1.85/1.4 (2m, 2H), 1.6
(m, 2H), 1.3-1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=421.2019 (421.2004)

DnemeHTapHbll aHanmu3: C=57.47(57.13);H=6.44(6.95);N=13.24(13.33)

[TpomexxyTounoe coeaunenue 85: Tper-byTuin 3-{4-[6uc(TpeT-0yTOKCMKapOOHMIT)aMHUHO]
oyTui }-1-[[2-(2-xnopdennn)henr et |-4-3Tokcu-4-okco- 1 ,4-a3adochrnan-3-kapOookcumaT

ITpomexyTouHOE coelMHEHUE 85 MOJIyYaroT UCXOAs U3 TPOMEKYTOUHBIX COeIMHEHUM 21

Crp.: 73
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U 214 B COOTBETCTBUHU C OIIMCAHHOM BBIIIIE METOIUKOM E

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MitH. 7.56 (m, 1H), 7.56/7.49 (d, 1H), 7.42 (m,
2H), 7.42 (m, 1H), 7.34 (m, 1H), 7.27 (m, 1H), 7.12 (m, 1H), 3.92 (m, 2H), 3.5-3.15 (m, 2H), 3.5-
3.15 (m, 2H), 2.68/2.1 (m, 2H), 2.68/2.31 (m, 2H), 2-1.7 (m, 2H), 2-1.7 (m, 2H), 1.42 (s, 18H),
1.39 (m, 2H), 1.34 (s, 9H), 1.16 (2*t, 3H), 0.73 (m, 2H)

I[TPUMEP 97: 3-(4-AmunoOytun)- 1-[[2-(2-x10pdenu)penunt | me v |-4-ruapoKcu-4-oKco-
1,4-a3adocdunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 97 nosty4aroT UCXO1s1 U3 MIPOMEXKYTOUHOT'O COEIMHEHUS 85 B COOTBETCTBUM C
OIIMCAHHOM BBILIE METOAMKON D.

SIMP 'H: (400 MI'u, D20) 6 yact. Ha MiH. 7.7-7.25 (m, 4H), 7.7-7.25 (m, 4H), 4.45-3.9 (m,
2H), 3.75-3 (m, 2H), 3.45-2.75 (m, 2H), 2.95 (m, 2H), 2.15/1.69 (m, 2H), 1.87/1.38 (m, 2H), 1.59
(m, 2H), 1.3-1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=451.1545 (451.1553)

DnemeHTapHbIN aHanmu3: C=58.81(58.60);H=6.24(6.26);N=6.36(6.21)

[TpomexxyTounoe coeaunenue 86: TpeT-byTui 3-{4-[6uc(TpeT-0yTOKCMKapOOHMI)aMHUHO]
OyTun }-4-3ToKcH- 1 -[(2-umMuaazon- 1 -undenuwn)metun |-4-okco- 1,4-a3adochuHaH-3-kapOOKCUIIAT

ITpomexxyTouHoe coequHeHHre 86 MOJTyUaroT UCXOIs1 U3 IIPOMEKYTOYHOTO COeTMHEHUs 21
U 2-uMuUaa3071- 1 -u10eH3albaeruaa B COOTBETCTBUU C ONTMCAHHOM Bblllle MeTOAUKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 7.81 (t, 1H), 7.53 (m, 1H), 7.5-7.42 (2m,
2H), 7.41 (t, 1H), 7.35 (m, 1H), 7.1 (t, 1H), 4.05-4 (m, 2H), 3.4 (dd, 2H), 3.3 (m, 2H), 2.9/2.4
(2m, 2H), 2.68/2.6 (2dd, 2H), 1.9-1.6 (m, 4H), 1.45 (s, 18H), 1.35 (m, 2H), 1.35 (s, 9H), 1.21 (t,
3H), 1-0.65 (2m, 2H)

ITPUMEP 98: 3-(4-AMuHOOYTHIT)-4-TUTPOKCU- 1 -[(2-uMUAa3071- 1 -UIIpeHUIT)METHIT |-4-0KCO-
1,4-a3adochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 98 mosrydaroT UCXO/1s1 U3 TPOMEXKYTOUHOT'O COEIMHEHUST 86 B COOTBETCTBUM C
OIIMCAaHHOM BBIIIIE MeTOauKOM D.

SIMP 'H: (400 MT'u, D20) & uacr. Ha MutH. 7.9 (sl, 1H), 7.7-7.45 (m, 4H), 7.36 (sl, 1H), 7.25
(sl, 1H), 4.25 (dd, 2H), 3.5-3 (m, 4H), 2.95 (m, 2H), 2.1/1.7 (2m, 2H), 1.85/1.4 (2m, 2H), 1.6 (m,
2H), 1.15 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=407.1852 (407.1848)

OnemeHTapHbil aHanu3: C=56.41(56.15);H=5.89(6.70);N=13.55(13.79)

ITpomexkyTouHoe coenrnenue 87: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO|
OyTuI }-4-3TOKCHU-4-0KCO- 1-[(2-muniepa3un- 1 -undenun)metunl-1,4-azadpochunan-3-
KapOOKcHIIaT

ITpomexyTouHOE coequHeEHUE 87 MOyYar0T UCXOAS U3 IIPOMEKYTOYHOI'O COeAUHEHMS 21
u 1-Boc-4(2-popmundenun)nunepasuia B COOTBETCTBUM C OITMCAHHOM BbIle METOANKOM F.

SIMP 'H: (400 MT'u, IMCO-d6) & uacr. Ha Muts. 7.35 (dd, 1H), 7.24 (td, 1H), 7.11 (dd, 1H),
7.07 (td, 1H), 4.1-4 (m, 2H), 3.58 (dd, 2H), 3.46 (m, 4H), 3.3 (m, 2H), 2.9-2.5 (m, 8 H), 1.9 (m,
2H), 1.75 (m, 2H), 1.4 (s, 18H), 1.4 (s, 9H), 1.35 (s, 9H), 1.35 (m, 2H), 1.25 (t, 3H), 0.85 (m, 2H)

ITPUMEP 99: 3-(4- AMUHOOYTHIT)-4-TUIPOKCU-4-0KCO- 1 -[ (2-TUTiepa3uH- 1 -uaheHUT ) Me TH |
-1,4-a3adochunan-3-kapOboHOBasT KUCITOTA

[Tpumep 99 momydaroT UCXOAS U3 MMPOMEKYTOYHOTO COCTUHEHUSI 87 B COOTBETCTBUH C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MT', D20) § uacr. Ha MiH. 7.6-7.25 (m, 4H), 4.3 (dd, 2H), 3.75-3.05 (m,
12H), 2.9 (m, 2H), 2.2/1.75 (2m, 2H), 1.9/1.5 (2m, 2H), 1.6 (m, 2H), 1.3/1.15 (2m, 2H)
ESI/FIA/HR u MC/MC: [M+H]+=425.2317 (425.231768)

Crp.: 74
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DneMeHTapHbIN aHau3: C=47.64(47.53);H=6.01(6.78);N=11.07(1 1.09);Br-=15.70(15.81)

ITpomexxyTouHoe coenrHenue 88: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO]
OyTuI }-4-3TOKCHU-4-0KCO-1-[[2-(2-0KCcO0-1,3-0Kkcazomuaun-3-ui)denun metun] 1-1,4-
azadochunan-3-kapOokcuIaT

[TpomexxyTouHOe coeuHeHre 88 MOTyYaroT UCXO/IS U3 MTPOMEKYTOUYHOTO COeTMHEHUS 21

1 2-(2-0KCOOKCa30IMIUH-3-1JT1)OCH3aJIh/IETH/Ia B COOTBETCTBHHU C OITUCAHHOM BBIIIIE METOAMKON
E

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha MiH. 7.5-7.3 (m, 4H), 4.5 (t, 2H), 4.15-4 (m,
2H), 4-3.85 (2m, 2H), 3.5 (dd, 2H), 3.35 (m, 2H), 2.9-2.5 (m, 4H), 2-1.7 (m, 4H), 1.42 (s, 18H),
1.4 (m, 2H), 1.38 (s, 9H), 1.25 (t, 3H), 0.85 (m, 2H)

ITPUMEP 100: 3-(4-AMuHOOYTHIT)-4-TUIPOKCH-4-0KCO-1-[[2-(2-0KCcO0-1,3-0KCa30IUauH-
3-un)denun]metun]-1,4-a3adochunan-3-kapOoOHOBAS KUCIIOTA

[Tpumep 100 mosryyaroT UCXOAS U3 MPOMEKYTOUHOTO COEAMHEHUS 88 B COOTBETCTBUH C
ONHMCAHHOM BBIIIE METOJIUKON D.

SIMP 'H: (400 MT', D20) & uacr. Ha MuH. 7.71-7.42 (m, 4H), 4.64 (t, 2H), 4.38 (s, 2H),
4.12/4.03 (m, 2H), 3.65/3.38 (dd, 2H), 3.46/3.16 (dd, 2H), 2.94 (t, 2H), 2.24/1.76 (m, 2H), 1.93/
1.47 (m, 2H), 1.6 (t, 2H), 1.26/1.12 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=426.1782 (426.1793)

DOnemeHTapHbIl aHamu3: C=53.51(53.64);H=6.34(6.63);N=9.71(9.88)

[Tpomexytounoe coeaunenue 89: Tpet-byTui 3-{4-[6uc(TpeT-0yTOKCMKapOOHMIT)aMHUHO]
OyTun }-4-3ToKcu-1-[[2-(3-MeTunumuaa3o-4-ui)denu |Metui|-4-okco-1,4-azadpochunan-
3-kapOoKcHIaT

[TpomexyTouHoe coequHeHne 89 MOIy4ar0T UCXOIS1 U3 IPOMEKYTOUHOTO COeIMHEHUS 21
U 3-(MEeTUITMMUIA30J1-4-1T)OeH3aJIb/IerU/1a B COOTBETCTBUM C ONUCAHHOM BbIIIE METOAUKOM
E

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 7.7 (s, 1H), 7.52 (dd, 1H), 7.4/7.35 (2t,
2H), 7.25 (dd, 1H), 6.86 (s, 1H), 4.1-4 (m, 2H), 3.45-3.25 (m, 2H), 3.4 (s, 3H), 3.35 (m, 2H), 2.95/
2.4 (2m, 2H), 2.85-2.6 (2m, 2H), 1.95-1.8 (m, 2H), 1.75 (m, 2H), 1.45 (s, 18H), 1.4 (m, 2H), 1.35
(s, 9H), 1.25 (t, 3H), 0.9-0.7 (2m, 2H)

ITPUMEP 101: 3-(4-AMuno0yTuin)-4-rugpokcu- 1-[[2-(3-MeTunumu1a30.1-4-uit)eHus|
MeTHI|-4-0kco-1,4-a3adochunan-3-kapOboHoBas KUCIOTA

ITpumep 101 momydaroT HCXOAS U3 MIPOMEKYTOYHOTO COEAMHEHNS 89 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE MeTOaUKOU D.

SIMP 'H: (400 MTI'y, D20) 6 yact. Ha MytH. 7.8 (s, 1H), 7.65 (m, 1H), 7.59 (m, 2H), 7.45 (m,
1H), 7.08 (d, 1H), 4.24 (dl, 2H), 3.43 (s, 3H), 3.36/3.02 (dd, 2H), 3.19 (m, 2H), 2.94 (m, 2H),
2.15/1.73 (m, 2H), 1.9/1.44 (m, 2H), 1.6 (m, 2H), 1.15 (dl, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=421.1999 (421.2004)

DneMmeHTapHbIr aHanu3: C=58.05(57.13);H=6.09(6.95);N=13.62(13.33)

ITpomexyTouHnoe coenrnenue 90: Tpet-bytun 3-{4-[Ouc(TpeT-OyTOKCUKapOOHUIT)aMUHO|
OyTui }-4-3T0oKCH- 1-[[2-(1-MeTuumMuaa301-2-ui)derust |metui |-4-okco- 1,4-a3adochunan-3-
KapOOKcHIIaT

ITpomexyTouHoe coemruenre 90 moaydaroT UCXOIS U3 TPOMEKYTOUHBIX COSTMHEHMI 21
1 223 B COOTBETCTBUU C OIIMCAHHOM BbIllIe MeTOAUKOH F

SIMP 'H: (400 MTn, IMCO-d6) & uacr. a mitn. 7.55 (dd, 1H), 7.45/7.35 (2t, 2H), 7.31
(dd, 1H), 7.25 (d, 1H), 6.98 (d, 1H), 4 (m, 2H), 3.5 (dd, 2H), 3.48 (s, 3H), 3.4 (m, 2H), 2.95/2.35
(2m, 2H), 2.7-2.4 (2m, 2H), 1.85-1.75 (m, 2H), 1.7 (m, 2H), 1.45 (s, 18H), 1.4 (m, 2H), 1.35 (s,
9H), 1.2 (t, 3H), 0.85 (m, 2H)

Crp.: 75
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ITPUMEP 102: 3-(4-AMunoO0yTHiT)-4-ruapoKcH-1-[[2-(1-MeTuIMMKIa30.1-2-1i1)(heHuI |
MeTui]-4-okco-1,4-a3adochunan-3-kapboHOBas KMCIOTA

[Tpumep 102 nomyyaroT UCXOAS U3 TPOMEKYTOUYHOTO coeauHeHNs 90 B COOTBETCTBUM C
OIIMCAHHOM BBILLIE METOAMKON D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MiH. 7.7-7.5 (m, 4H), 7.23 (d, 1H), 7.16 (d, 1H), 4.17
(dd, 2H), 3.61 (s, 3H), 3.46/3.26 (2m, 2H), 3.37/3.09 (dd, 2H), 2.8 (m, 2H), 2.11/1.83 (2m, 2H),
1.94/1.4 (2m, 2H), 1.5 (m, 2H), 1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=421.2013 (421.2004)

DnemeHTapHbii aHanmuz: C=57.28(57.13);H=7.10(6.95);N=13.21(13.33)

[TpomexkyTouHoe coenunenue 91: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO |
OyTuin }-4-3ToKCcu-1-[[4-pTOp-2-(4-MeTokcudenwmn) e | metun]-4-okco- 1,4-azadochunan-
3-kapbokcuiaT

[TpomexyTounoe coemHeHue 91 MOIy4aroT UCXOASl U3 TPOMEKYTOUHBIX COeIUHEHUN 21
1 221 B COOTBETCTBUM C OTIMCAHHOM BBIIIE METOMKOMN F.

SIMP 'H: (400 MTI'u, AIMCO-d6) 6 yacr. Ha mutH. 7.48 (dd, 1H), 7.33 (d, 2H), 7.16 (td, 1H),
7.02 (dd, 1H), 7.02 (d, 2H), 4.03 (m, 2H), 3.8 (s, 3H), 3.4 (AB, 2H), 3.32 (m, 2H), 2.66/2.51/2.41
(3m, 4H), 1.91-1.66 (m, 4H), 1.41 (s, 18H), 1.37 (m, 2H), 1.34 (s, 9H), 1.22 (t, 3H), 0.88/0.76
(2m, 2H)

ITPUMEP 103: 3-(4-AMuno0ytuin)-1-[[4-bTop-2-(4-meTokcudeHus)heHus |MeTu |-4-
TUIPOKCHU-4-0KCcO-1,4-a3adochrnan-3-kapOOHOBAs KUCITOTA

ITpumep 103 mosryyaroT UCXOIS1 U3 MPOMEKYTOUHOTO COETMHEHUS 91 B COOTBETCTBUH C
OIIMCAHHOM BBILLIE METOAUKOM D.

SIMP 'H: (300 MTI'u, D20) & uacr. Ha MmiH. 7.62 (dd, 1H), 7.35 (d, 2H), 7.24 (td, 1H), 7.17
(dd, 1H), 7.13 (d, 2H), 4.36 (AB, 2H), 3.89 (s, 3H), 3.37/3.14 (2m, 2H), 3.14/2.85 (2m, 2H), 2.97
(m, 2H), 2.09/1.66 (2m, 2H), 1.88/1.38 (2m, 2H), 1.62 (m, 2H), 1.09 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=465.1965 (465.1954)

OnemeHTapHbli aHanmuz: C=59.91(59.48);H=6.23(6.51);N=6.25(6.03)

ITPUMEP 104: 3-(4-AMuno6yTui)-1-[[4-dpTop-2-(4-ruapoxcudenmt) et | MeTr |-4-
TUIPOKCHU-4-0KCcO-1,4-a3adochrnan-3-kapOOHOBAs KUCITOTA

[Tpumep 104 morydyaroT UCXOISI U3 MPOMEKYTOYHOT'O COSTUHEHHUS 91 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeToauKou D.

SIMP 'H: (300 MTI'u, D20) 6 vact. Ha MutH. 7.62 (dd, 1H), 7.3 (d, 2H), 7.25 (td, 1H), 7.18
(dd, 1H), 7.03 (d, 2H), 4.39 (AB, 2H), 3.4/3.13 (2m, 2H), 3.18/2.88 (2m, 2H), 2.99 (m, 2H), 2.12/
1.68 (2m, 2H), 1.89/1.38 (2m, 2H), 1.63 (m, 2H), 1.12 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=451.1816 (451.1798)

DOnemeHTapHbll aHanmu3: C=58.99(58.66);H=6.33(6.27);N=6.27(6.22)

ITpomexxyTounoe coenunerue 92: Tpet-byTuin 3-{4-[6uc(TpeT-0yTOKCHKapOOHUIT)aMUHO |
OyTwi }-4-3TOKCH-4-0Kco-1-[(2-pernnTroden-3-un)metui]- 1 ,4-azadochunan-3-kapOokcuaaT

[TpomexxyTouHOE coelMHEHUE 92 TTOJIyYAIOT UCXOAS U3 TPOMEKYTOUHBIX COeIUHEHU 21
U 224 B COOTBETCTBHHU C OIIMCAHHOM BBIIIIE METOIUKOMN E

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MJH. 7.55-7.34 (m, 5 H), 7.55-7.34 (m, 1H),
7.09 (d, 1H), 4.04 (m, 2H), 3.51 (dd, 2H), 3.34 (m, 2H), 2.88-2.52 (m, 4H), 1.91 (m, 2H), 1.74
(m, 2H), 1.41 (s, 18H), 1.38 (m, 2H), 1.35 (s, 9H), 1.23 (t, 3H), 0.89 (m, 2H)

ITPUMEP 105: 3-(4-AMuHOOY THIT)-4-TUAPOKCU-4-0KCO- 1 -[(2-penunTruodeH-3-un)meTul-
1,4-a3adochunan-3-kapOboHOBas KUCIOTA

[Tpumep 105 mory4aroT KCXOISI U3 IPOMEKYTOYHOT'O COSTUHEHUS 92 B COOTBETCTBUH C
OIIMCAaHHOM BBIlIIE MeToauKou D.
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SIMP 'H: (300 MTI'u, D20) 6 yact. Ha mitH. 7.52 (d, 1H), 7.4 (m, 5 H), 7.2 (d, 1H), 4.4-4.25
(m, 2H), 3.6-3.4 (m, 1H), 3.2-3.1 (m, 2H), 2.9 (m, 2H), 2.7 (m, 1H), 2.15 (m, 1H), 1.85 (m, 1H),
1.65-1.5 (m, 3H), 1.3 (m, 1H), 1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=423.1511 (423.1507)

DnemeHTapHbIN aHanu3: C=56.99(56.86);H=6.31(6.44);N=6.79(6.63);S=7.29(7.59)

[Tpomexytounoe coequnenue 93: Tpet-bytun 3-{4-[6uc(TpeT-0yTOKCMKapOOHMIT)aMHUHO]
OyTui }-4-3ToKCU-4-0KCo-1-[(4-peruntroden-3-un)metun|- 1 ,4-azadochunan-3-kapOokcunat

ITpomexxyTouHoe coelMHeHUE 93 MOJTy4YaroT UCXOAs U3 TPOMEKYTOUHBIX COeIMHEHUMH 21
1 252 B COOTBETCTBUH C OMIMCAHHOM BBIII€ METOAUKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 vact. Ha mutH. 7.53 (d, 2H), 7.5/7.47 (2d, 2H), 7.41 (t,
2H), 7.33 (t, 1H), 4.04 (m, 2H), 3.47 (AB, 2H), 3.32 (m, 2H), 2.92-2.4 (m, 4H), 1.94-1.6 (m, 4H),
1.43/1.41 (2s, 18H), 1.34 (2s, 9H), 1.33 (m, 2H), 1.22 (t, 3H), 0.8 (m, 2H)

I[TPUMEP 106: 3-(4- AMUHOOYTWIT)-4-TUAPOKCH-4-0KCO- | -[(4-eHnnTuodeH-3-un)MeTun|
-1,4-a3adocunan-3-kapOoHOBaAS KUCIIOTA

ITpumep 106 momydaroT UCXOAS U3 IIPOMEKYTOUYHOTO COEAUHEHUS 93 B COOTBETCTBUU C
OIIMCAHHOM BBIIIIE METOAUKON D.

SIMP 'H: (300 MTI'u, D20) 8§ yacr. Ha mniH. 7.75 (d, 1H), 7.45 (m, 5H), 7.42 (d, 1H), 4.4-4.3
(2*d, 2H), 3.45/3.15 (m, 2H), 3.15/2.75 (m, 2H), 2.9 (m, 2H), 2.1 (m, 1H), 1.8 (m, 1H), 1.7-1.5
(m, 3H), 1.25 (m, 1H), 0.95 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=423.1503 (423.1507)

DnemeHTapHbIN aHamu3: C=57.35(56.86);H=6.30(6.44);N=6.53(6.63);S=7.56(7.59)

ITpomexyTouHoe coenuaenue 94: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHMIT)aMHUHO |
OyTuI }-4-3TOKCHU-4-0KCO- 1 -(THOdeH-2-unmeTun)- 1 ,4-azadochunan-3-kapOokcuiat

I[IpomexyTouHOE coequHEHHE 94 MOTYyYarOT UCXOIS U3 IIPOMEKYTOYHOI'O COeIMHEHUS 21
U 2-popMunTHOPEHA B COOTBETCTBUH C OITMCAHHOM BBIIE MeTOAMKOM F

SIMP 'H: (400 MI'u, IMCO-d6) 6 yact. Ha MJTH. 7.43 (m, 1H), 6.97 (m, 2H), 4.05 (m, 2H),
3.77 (AB, 2H), 3.41 (m, 2H), 2.85/2.55 (2m, 2H), 2.85/2.66 (2m, 2H), 2-1.7 (m, 4H), 1.43 (s,
18H), 1.41 (m, 2H), 1.39 (s, 9H), 1.24 (t, 3H), 1.01 (m, 2H)

ITPUMEP 107: 3-(4-AMuHOOYTHIT)-4-TUIPOKCH-4-0KCO- 1 -(THODeH-2-unmeTwn)- 1,4-
azadochuHaH-3-kapOOHOBAS KUCIIOTA

ITpumep 107 nomy4daroT UCXOAS U3 IIPOMEKYTOUYHOTO COEAUHEHNS 94 B COOTBETCTBUU C
OIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) 6 wact. Ha mitH. 7.6 (dl, 1H), 7.25 (dl, 1H), 7.12 (t, 1H), 4.6/4.5
(d, 2H), 3.75/3.3 (m, 2H), 3.6/3.12 (m, 2H), 2.95 (m, 2H), 2.25/1.8 (m, 2H), 1.95/1.5 (m, 2H), 1.6
(m, 2H), 1.3-1.1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=347.1205 (347.1194)

DnemeHTapHbIN aHamu3: C=48.94(48.55);H=5.79(6.69);N=7.90(8.09);S=9.22(9.26)

[TpomexyTtounoe coeaunenue 95: Tpet-byTui 3-{4-[6uc(TpeT-0yTOKCMKAapOOHMIT)aMHUHO]
OyTuI }-4-3TOKCU-4-0KCO-1-[[2-(1,3-THa301-2-un)penun|metun]-1,4-azadochrunan-3-
KapOOKCcUIaT

[TpomexxyTouHOE coeMHeHre 95 oTydatoT UCXOISI U3 TPOMEKYTOUHBIX COeTMHEHMI 21
U 225 B COOTBETCTBUHU C OIIMCAHHOM BBIIIIE METOIUKOMN E

SIMP 'H: (400 MI'y, AMCO-d6) 6 vact. Ha miH. 7.98 (d, 1H), 7.85 (d, 1H), 7.7 (d, 1H),
4.45 (m, 3H), 4.05 (xBanp., 2H), 3.45/3.35 (d, 2H), 3.4/2.5 (m, 2H), 3.3 (m, 2H), 2.7/2.5 (m, 2H),
1.8-1.55 (m, 4H), 1.45-1.35 (m, 2H), 1.4/1.3 (s, 27H), 1.2 (t, 3H), 0.65-0.3 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=708.3453 (708.3447)

Crp.: 77



10

5

20

25

30

35

40

45

RU 2729641 C2

ITPUMEP 108: 3-(4-AMuHOOYTHIT)-4-TUAPOKCH-4-0KCO-1-[[2-(1,3-THa301-2-11)peHnn]
Mmetui]-1,4-azadochunan-3-kapOoHOBASI KUCTIOTA

[Tpumep 108 momyyaroT UCXOAS U3 TPOMEKYTOUYHOTO COEAUHEHUS 95 B COOTBETCTBUM C
OIIMCAHHOM BBILLIE METOAMKON D.

SIMP 'H: (300 MT', D20) & yact. Ha MiH. 7.98 (m, 2H), 7.85 (m, 4H), 4.6 (d, 1H), 4.2 (d,
1H), 3.85 (m, 1H), 3.45 (m, 2H), 3.15 (dd, 1H), 2.9 (m, 2H), 2.3 (m, 1H), 1.85 (m, 2H), 1.55 (m,
3H), 1.2 (m, 1H), 1.0 (m, 1H)

ESI/FIA/HR u MC/MC: [M+H]+=424.1443 (424.1459)

DnemeHTapHbii aHanmuz: C=54.17(53.89);H=5.57(6.19);N=9.91(9.92);S=7.38(7.57)

[TpomexkyTouHoe coenunenue 96: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO |
OyTui }-4-3ToKcu-1-[(2-HadTamus- 1 -undenun)metun -4-okco- 1 ,4-azadochrnan-3-kapOoKcunaT

ITpomexxyTouHOE coetMHeHrE 96 TOTy4at0T UCXOIS U3 TPOMEKYTOUYHBIX COETMHEHM 21
1 228 B COOTBETCTBUU C OIIMCAHHOM BbIIIE METOIUKON F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 8-7.15 (m, 11H), 4.05-3.8 (m, 2H), 3.5-
3.3 (m, 2H), 3.3-3 (dd, 2H), 2.7-2.1 (m, 4H), 2-1.5 (m, 4H), 1.5-1.3 (m, 2H), 1.45 (s, 18H), 1.35
(s, 9H), 1.2 (t, 3H), 1-0.5 (m, 2H)

ITPUMEP 109: 3-(4-AMunoOyTHin)-4-rugpokcu-1-[ (2-Hadraau- 1 -uindenun)meTn |-4-
okco-1,4-a3adochuHan-3-kapOOHOBAS KUCIOTA

ITpumep 109 moryyaroT UCXOISI U3 MPOMEKYTOYHOIO COSTUHEHHUS 96 B COOTBETCTBUU C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MT', D20) & yact. Ha mutH. 8 (d, 2H), 7.75-7.3 (m, 9H), 4.3/4.05 (2*d, 1H),
3.95/3.8 (2*d, 1H), 3.55-2.8 (m, 5H), 2.65 (m, 1H), 2.2-1.9 (m, 1H), 1.75 (m, 1H), 1.7-1.4 (m,
3H), 1.35-0.7 (m, 3H)

ESI/FIA/HR u MC/MC: [M+H]+=467.2109 (467.2099)

DOnemeHTapHbli aHanmuz: C=67.08(66.94);H=6.21(6.70);N=5.75(6.00)

[TpomexyTouHoe coenunenue 97: Tpet-bytun 3-{4-[Ouc(Tper-OyTOKCUKapOOHUIT)aMUHO |
OyTun }-4-3TOKCU-4-0KCOo- 1 -[(4-berrnTuoden-2-ummeTtui|- 1 ,4-azadochunan-3-kapookcumnaT

[TpomexkyTouHOe coequHeHue 97 MoaydaroT UCXOAs U3 MPOMEKYTOYHOT'O coeAMHEeHUs 21
u 4-penu-2-tuodeHkapOoKcanbIeruaa B COOTBETCTBUU C OTIMCAHHOM BBIIIE MeTOIMKOM F.

SIMP 'H: (500 MTI'n, AMCO-d6) 6 yact. Ha miH. 7.75 (d, 1H), 7.67 (d, 2H), 7.41 (d, 1H),
7.39 (t, 2H), 7.27 (t, 1H), 4.07 (m, 2H), 3.8 (AB, 2H), 3.4 (m, 2H), 2.95/2.58 (2m, 2H), 2.89/2.71
(2m, 2H), 2-1.74 (m, 4H), 1.43/1.4/1.39/1.37 (5s, 27H), 1.4 (m, 2H), 1.24/1.2 (2t, 3H), 1.1/1 (2m,
2H)

I[TPUMEP 110: 3-(4- AMuHOOYTHIT)-4-TUAPOKCH-4-0KCO- | -[ (4-heHrnTHODEeH-2-UIT)METHIT |
-1,4-a3adocunan-3-kapOoOHOBAS KUCITOTA

ITpumep 110 nomydaroT UCXOAS U3 IPOMEKYTOUYHOTO COEAMHEHNS 97 B COOTBETCTBUU C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) & vact. Ha MiH. 7.75 (s, 1H), 7.65 (d, 2H), 7.6 (s, 1H), 7.42 (d,
2H), 7.3 (t, 1H), 4.6/4.5 (2*d, 2H), 3.8-3.35 (m, 3H), 3.1 (m, 1H), 2.85 (m, 2H), 2.25/1.8 (m, 2H),
1.95/1.45 (m, 2H), 1.55 (m, 2H), 1.25-1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=423.151 (423.1507)

DneMeHTapHbIi aHanu3: C=57.05(56.86);H=6.10(6.44);N=6.67(6.63);S=7.51(7.59)

ITpomexyTouHoe coenrHenue 98: Tpet-bytun 3-{4-[Ouc(TpeT-OyTOKCUKapOOHUIT)aMUHO|
Ooytui }-1-[(2-6poM-4-ruapokcudeHu)MeTu |-4-3Tokcu-4-okco-1,4-azadochunan-3-
KapOOKcuIIaT

ITpomexxyTouHOE coeAuHEHHUE 98 TTOTyUarOT UCXOIS1 U3 TIPOMEKYTOYHOTO COeTMHEHU 21
1 2-0poM-4-MeTOKCHUOEH3alIbAeTH/Ia B COOTBETCTBUM C ONMCAHHOM BbIIIIe METOIMKOM F

Crp.: 78
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SMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha muH. 7.3 (d, 1H), 7.2 (s, 1H), 6.95 (dd, 1H),
4.05 (m, 2H), 3.75 (s, 3H), 3.6-3.5 (d, 2H), 3.4-3.3 (m, 2H), 3-2.6 (m, 4H), 2.9-1.5 (m, 4H), 1.42/
1.35 (s, 27H), 1.4 (m, 2H), 1.22 (t, 3H), 0.75 (m, 2H)

AMP 31p: (300 MTI'u, AMCO-d6) 6 yacT. Ha MiIH. 47.5

ITPUMERP 111: 3-(4-AMuaOOYTHI)- 1-[(2-OpOoM-4-THIPOKCU(DEHMIT)METHIT |-4-TUAPOKCH-4-
okco-1,4-a3adochuHan-3-kapOOHOBAS KUCIOTA

[Tpumep 111 nomyyaroT UCXOAS U3 TPOMEKYTOUYHOTO COEAUHEHUS 98 B COOTBETCTBUM C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MT', D20) & yacrt. Ha miH. 7.38 (d, 1H), 7.2 (s, 1H), 6.9 (dd, 1H), 4.4-4.3
(2*d, 2H), 3.8-3.7 (m, 1H), 3.6-3.4 (m, 2H), 3.25 (dd, 1H), 2.95 (m, 2H), 2.25 (m, 1H), 1.95 (m,
1H), 1.8 (m, 1H), 1.65-1.5 (m, 3H), 1.3 (m, 1H), 1.15 (m, 1H)

ESI/FIA/HR u MC/MC: [M+H]+=435.067 (435.0684)

DnemeHTapHbll aHanmuz: C=44.16(44.15);H=5.06(5.56);N=6.05(6.44)

ITpomexkyTouHoe coenunenue 99: Tpet-bytun 3-{4-[Ouc(Tper-0yTOKCUKapOOHUIT)aMUHO |
OyTtuin }-1-[[2-(4-x10pdeHnn) mupuanH-3-uiMetun|-4-3Tokcu-4-okco- 1 ,4-a3adochunan-3-
KapOoKkcuIaT

[TpomexyTouHOe coeMHEHUE 99 TOIYyYAIOT UCXOAS U3 TPOMEKYTOUHBIX COeIUHEHUN 21
1 291 B COOTBETCTBUU C ONIMCAHHOM BBIIIE METOAUKON F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 8.58 (m, 1H), 7.9/7.89 (2dd, 1H), 7.63/
7.61 (2d, 2H), 7.53 (d, 2H), 7.4 (dd, 1H), 4.04/3.94 (2m, 2H), 3.56/3.53 (2AB, 2H), 3.32 (m, 2H),
2.76-2.25 (m, 4H), 1.95-1.65 (m, 4H), 1.43/1.41 (2s, 18H), 1.35 (m, 2H), 1.33/1.32 (2s, 9H), 1.23/
1.18 (2t, 3H), 0.9/0.74 (2m, 2H)

ITPUMEP 112: 3-(4-AMuH0OyTHI)- 1 -[[ 2-(4-XTTOPHEHWT) TUPUANH-3-WJT |]METHIT |-4-TUIPOKCH-
4-okco-1,4-a3apochunan-3-kapOOHOBAS KUCIOTA

[Tpumep 112 mosryyaroT UCXOIs1 U3 MPOMEKYTOUHOTO COETMHEHUS 99 B COOTBETCTBUM C
OIIMCAaHHOM BBILLIE METOAUKOM D.

SIMP 'H: (300 MI'u, D20) & yact. Ha miH. 8.61 (dd, 1H), 8.09 (dd, 1H), 7.56/7.43 (2d, 4H),
7.55 (dd, 1H), 4.42 (AB, 2H), 3.45/3.1 (2m, 2H), 3.1/2.87 (2m, 2H), 2.9 (m, 2H), 2.1/1.65 (2m,
2H), 1.82/1.33 (2m, 2H), 1.55 (m, 2H), 1.03 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=452.1508 (452.1505)

OnemeHTapHbii aHanuz: C=55.90(55.82);H=6.11(6.02);N=8.95(9.30)

ITpomexyTounoe coenuuenue 100: Tpet-byTun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUIT)aMUHO |
Ooytun }-1-[[4-xmop-2-(4-xmopdennn) et | MeTnn]-4-3Tokcu-4-okco- 1,4-azadochunan-3-
KapOoOKcHuIaT

ITpomexxyTounoe coenuHenue 100 moy4aroT UCXOs U3 TPOMEKYTOUHBIX COeIMHEHUH 21
1 292 B COOTBETCTBUU C OITMCAHHOM BbIIIE METOIUKON F

SIMP 'H: (300 MTI'u, AMCO-d6) & uact. Ha MJH. 7.55-7.35 (m, 6H), 7.25 (s, 1H), 4.15-4
(m, 2H), 3.5-3.3 (m, 4H), 2.95-2.4 (m, 4H), 1.95-1.6 (m, 6H), 1.5-1.3 (3t, 27H), 1.25 (t, 3H), 1.15-
0.75 (m, 2H)

I[TPUMEP 113: 3-(4-Amuno0yTin)- 1-[[4-x110D-2-(4-X510pdermn)peHmnn Me v |-4-Tu IpOKCH-
4-oxkco-1,4-a3adochunan-3-kapOboHOBaAsS KUCTIOTA

[Tpumep 113 mosryyaroT UCXOAS U3 MPOMEKYTOUHOTO coearHeHus: 100 B COOTBETCTBUU C
OIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MTI'y, D20) & yacrt. Ha MaH. 7.58 (d, 1H), 7.54 (d, 2H), 7.54 (dd, 1H), 7.45
(d, 1H), 7.33 (d, 2H), 4.33 (dd, 2H), 3.41/3.1 (2m, 2H), 3.15/2.85 (dd, 2H), 2.95 (m, 2H), 2.1/1.65
(2m, 2H), 1.85/1.35 (2m, 2H), 1.6 (m, 2H), 1.1 (m, 2H)
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ESI/FIA/HR u MC/MC: [M+H]+=485.1172 (485.1163)

DOnemeHTapHbli aHanuz: C=54.57(54.44);H=5.31(5.61);N=5.84(5.77)

ITpomexyTounoe coenuuenue 101: Tpet-byTtun 3-{4-[6uc(TpeT-0yTOKCHKapOOHMIT)aMHHO |
OyTun }-4-3Tokcu-4-okco-1-[[2-(2-pernndennn)pern | metun|- 1,4-a3adochuHan-3-
KapOoOKcuIaT

ITpomexyTounoe coenurenue 101 moy4aroT UCXOs U3 TPOMEKYTOUHBIX COeIMHEHUH 21
1 238 B COOTBETCTBUU C OITMCAHHON BBIIIIE METOIUKON F

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha MJH. 7.6-7 (m, 13H), 4.15-3.9 (m, 2H), 3.5-3.3
(m, 2H), 3.3-2.9 (m, 2H), 2.75-2.2 (m, 4H), 1.95-1.65 (m, 4H), 1.6-1.3 (m, 2H), 1.45 (3s, 27H),
1.25 (t, 3H), 1.2-0.7 (m, 2H)

I[TPUMEP 114: 3-(4-AMun00yTUN)-4-TUAPOKCU-4-0KCO- 1 -[[2-(2-pennndennm)pennn]
Metui]-1,4-azadochunan-3-kapOoHOBasI KUCIOTA

[Tpumep 114 mosryyaroT UCXOAS U3 MPOMEKYTOUHOTO coearHeHus: 101 B COOTBETCTBUM C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (300 MI'u, D20) 6 uact. Ha mitH. 7.6-7.1 (m, 13H), 3.8/3.6/3.55 (2*d, 2H), 3.3/3
(2*m, 2H), 3.15/2.6 (2*m, 2H), 2.92 (m, 2H), 2.05/1.6 (2*m, 2H), 1.8/1.3 (2*m, 2H), 1.6 (m, 2H),
1.02 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=493.2273 (493.2256)

DnemeHTapHbIN aHamu3: C=68.12(68.28);H=6.31(6.75);N=5.77(5.69)

[TpomexyTounoe coenunenne 102: Tpet-byTun 3-{4-[6uc(Tper-0yTOKCMKAapOOHWIT)aMUHO]
OyTui }-4-3ToKCU-4-0Kco-1-[[2-[3-TpucdTopmeTokcu)benm | henun metun]- 1,4-azadochunan-
3-kapOoKcHIaT

[TpomexyTounoe coearuenue 102 moay4aroT UCXO/IS1 U3 MPOMEXKYTOUYHOTO COEAUHECHUS
21 u 2-[3-(tpudTopmeTokcudeHu)|6eH3anbaeruaa B COOTBETCTBUU C OTTMCAHHOM BBIIIIE
MmeToaukon F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 7.59 (t, 1H), 7.42 (m, 3H), 7.42 (m, 3H),
7.28 (m, 1H), 3.99 (m, 2H), 3.54/3.32 (m, 2H), 3.32 (m, 2H), 3.1-2.2 (m, 2H), 3.1-2.2 (m, 2H),
2-1.6 (m, 2H), 2-1.6 (m, 2H), 1.5-1.3 (m, 27H), 1.3 (m, 2H), 1.21 (t, 3H), 0.9-0.5 (m, 2H)

I[TPUMEP 115: 3-(4-AMunOOyTHIT)-4-TUAPOKCU-4-0KCO-1-[[2-[3-(TprudTOpMeTOKCH)PpeHu]
dbenun|merun]-1,4-azapochunan-3-kapoboHOBas KUCTIOTA

ITpumep 115 nmosryyaroT UCXOIs1 U3 MPOMEKYTOUHOTO coeirHeHus1 102 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacT. Ha MiH. 7.63 (m, 1H), 7.59 (t, 1H), 7.55 (m, 2H),
7.41 (m, 1H), 7.41 (m, 1H), 7.34 (m, 2H), 4.41/3.2 (2*d, 2H), 3.43/3.1 (m, 2H), 3.2/2.84 (m, 2H),
2.94 (m, 2H), 2.11/1.64 (m, 2H), 1.86/1.36 (m, 2H), 1.59 (m, 2H), 1.13/1.06 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=501.1759 (501.1766)

DOnemeHTapHbIN aHanmu3: C=54.63(55.20);H=5.24(5.64);N=5.43(5.60)

[TpomexxyTounoe coenuuenue 103: Tpet-bytun 3-{4-[Ouc(Tper-0yTOKCUKapOOHMIT)aMUHO |
OyTui }-4-3ToKcu- 1-[ (4-prop-2-bennndennn)metu |-4-okco- 1 ,4-azadochunan-3-kapOokcumaT

ITpomexxyTounoe coenuHenue 103 moy4aroT UCXOs U3 TPOMEKYTOUHBIX COeIMHEHUH 21
1 257 B COOTBETCTBUU C OIIMCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MaH. 22/2.7 (2*m, 2H), 7.52 (dd, 1H), 7.47 (t,
2H), 7.4 (t, 1H), 7.37 (d, 2H), 7.2 (dt, 1H), 7.04 (dd, 1H), 4-3.7 (m, 2H), 3.52/3.32 (2*d, 2H), 3.32
(m, 2H), 2.7/2.32 (2¥*m, 2H), 1.95-1.72 (m, 2H), 1.95-1.72 (m, 2H), 1.41/1.35 (2*s, 27H), 1.38
(m, 2H), 1.17 (t, 3H), 0.8-0.6 (m, 2H)

[TPUMEP 116: 3-(4-AMuno6yTH)- 1-[(4-pTOop-2-hpenundennn)meTni]-4-rugpoKcu-4-oKco-
1,4-a3adochunan-3-kapOboHOBasI KUCIOTA
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ITpumep 116 mosyyaroT UCXOIs1 U3 MPOMEKYTOUHOTO coeirHeHus1 103 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (300 MTI'u, D20) 6 yact. Ha MiIH. 7.6 (dd, 1H), 7.49 (m, 3H), 7.34 (m, 2H), 7.22
(td, 1H), 7.15 (dd, 1H), 4.31 (AB, 2H), 3.32/3.06 (2m, 2H), 3.16/2.8 (2m, 2H), 2.92 (m, 2H), 2.05/
1.6 (2m, 2H), 1.82/1.33 (2m, 2H), 1.56 (m, 2H), 1.07 (m, 2H)

SIMP '°F: (300 MI', D20) & acr. a M. - 111.5

ESI/FIA/HR u MC/MC: [M+H]+=435.1854 (435.1848)

OnemeHTapHbiit aHanuz: C=60.79(60.82);H=6.07(6.50);N=6.19(6.45)

ITpomexyTounoe coenuuenue 104: Tpet-byTtun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUIT)aMHHO |
OyTui }-4-3ToKCH- 1-[ (4-ruapokcu-2-henunderun)Me T |-4-okco-1,4-azadochunan-3-
KapOoOKcuIIaT

ITpomexxyTounoe coenuHenue 104 moy4aroT UCXOs U3 TPOMEKYTOUHBIX COeIMHEHUH 21
1 285 B COOTBETCTBUU C OIIMCAHHOMU BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'n, AMCO-d6) 6 yact. Ha MiH. 7.45-7.32 (m, SH), 7.42 (d, 1H), 6.95 (dd,
1H), 6.74 (df, 1H), 3.92 (m, 2H), 3.77 (s, 3H), 3.46/3.27 (2*d, 2H), 3.34 (m, 2H), 2.75/2.15 (2*m,
2H), 2.68/2.28 (2*m, 2H), 1.85-1.65 (m, 2H), 1.85-1.65 (m, 2H), 1.69 (m, 2H), 1.41/1.34 (2*s,
27H), 1.39 (m, 2H), 1.17 (t, 3H)

I[TPUMEP 117: 3-(4-AMuH00yTHI)-4-TUAPOKCH- | -[(4-TUIPOKCU-2-PeHUTDEHUT)METUI |-
4-oxco-1,4-a3adochunan-3-kapOoOHOBAS KHCIIOTA

[Tpumep 117 momy4daroT UCXOAS U3 MPOMEKYTOUHOTO coeuHeHns 104 B COOTBETCTBUH C
OIIMCAHHOM BBIIIE MeTOaUKOU D.

SIMP 'H: (400 MTI'u, D20) & yact. Ha MiH. 7.5-7.25 (m, 5SH), 7.3 (d, 1H), 6.92 (dd, 1H),
6.82 (d, 1H), 4.3/4.15 (2*d, 2H), 3.3/3 (2*m, 2H), 3.15/2.72 (dd, 2H), 2.9 (m, 2H), 2/1.55 (2*m,
2H), 1.8/1.55 (2*m, 2H), 1.55/1.3 (2*m, 2H), 1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=433.1888 (433.1892)

OnemeHTapHbIi aHaM3: C=60.92(61.10);H=6.44(6.76);N=6.43(6.48)

ITpomexxyTounoe coenunenue 105: Tpet-bytun 3-{4-[Ouc(Tper-6yTOKCUKapOOHMIT)aMUHO|
OyTun }-4-3Tokcu- 1-[[2-(pypan-2-um)denunmetni]-4-okco-1,4-a3adochuHan-3-kapOOKCHIaT

[TpomexyTounoe coearuenue 105 moay4aroT UCXO/IS U3 MPOMEKYTOUYHOTO COEAUHECHUS
21 u 2-(2-dypuin)deH3anbaeruaa B COOTBETCTBUM C OIMCAHHOM BbIIIe MeTOAUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha mutH. 7.77 (d, 1H), 7.62 (d, 1H), 7.41 (d, 1H),
7.37/7.31 (2*m, 2H), 6.77 (d, 1H), 6.61 (dd, 1H), 3.96 (m, 2H), 3.84/3.49 (2*d, 2H), 3.3-3.15 (m,
2H),2.95/2.38 (2*m, 2H), 2.77/2.45 (2*m, 2H), 2.05-1.6 (m, 2H), 2.05-1.6 (m, 2H), 1.4/1.32 (2*s,
27H), 1.3-1.15 (m, 2H), 1.2 (t, 3H), 0.7-0.48 (4*m, 2H)

ITPUMEP 118: 3-(4-Amua00yTHN)- 1-[[2-(Pypan-2-1i)dheHna | MeTHIT|-4-TUAPOKCH-4-0KCO-
1,4-a3adochunan-3-kapOboOHOBas KUCIOTA

ITpumep 118 mosryyaroT UCXOs1 U3 MPOMEKYTOUHOTO coeMHeHus1 105 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MT', D20) & yacrt. Ha MiH. 7.75 (d, 1H), 7.73 (s, 1H), 7.52 (t, 1H), 7.48 (d,
1H), 7.4 (t, 1H), 6.88 (d, 1H), 6.63 (d, 1H), 4.63/4.33 (2*d, 2H), 3.82/3.5 (2*m, 2H), 3.48/3.18
(dd, 2H), 2.9 (m, 2H), 2.26/1.8 (2*m, 2H), 1.9/1.48 (2*m, 2H), 1.6 (m, 2H), 1.2/1.05 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=407.1729 (407.1735)

DOnemeHTapHbli aHanuz: C=59.18(59.11);H=6.65(6.70);N=6.86(6.89)

ITpomexyTounoe coenunenue 106: Tpet-byTun 3-{4-[6uc(TpeT-0yTOKCHKapOOHMIT)aMHHO |
Oyt }-4-3T0KCH4-0KCO- 1-[(2-THODeH-2-undernn)mernn]-1,4-azadpochunan-3-kapObokcumat

ITpomexxyTounoe coenmuenue 106 mony4yaroT UCXOAsl U3 IPOMEKYTOUYHOTO COEAUHEHHUS
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21 u 2-(2-TueHn)0eH3aabAeruaa B COOTBETCTBUM C OITMCAHHOM BhIllle METOAUKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 7.62 (dd, 1H), 7.46-7.33 (m, 4H), 7.23
(dd, 1H), 7.14 (dd, 1H), 4.03-3.88 (m, 2H), 3.65/3.42 (2*d, 2H), 3.32-3.15 (m, 2H), 3-2.7/2.4
(2*m, 2H), 3-2.7/2.4 (2*m, 2H), 2.05-1.75 (m, 2H), 2.05-1.75 (m, 2H), 1.4/1.34 (2*s, 27H), 1.39
(m, 2H), 1.2 (t, 3H), 0.7-0.45 (m, 2H)

I[TPUMEP 119: 3-(4- AMuHOOYTHIT)-4-TUAPOKCH-4-0KCO- 1 -[(2-THO]eH-2- 1 eHnT ) Me T |
-1,4-a3adocunan-3-kapOoOHOBAS KUCITOTA

[Tpumep 119 nony4daroT UCXOAS U3 MPOMEKYTOUHOTO coeuHeHus 106 B COOTBETCTBUM C
OIIMCAHHOM BBILIE METOAMKON D.

SIMP 'H: (400 MI'u, D20) 6 yact. Ha MJH. 7.6 (m, 1H), 7.57 (d, 1H), 7.52 (m, 2H), 7.52 (m,
1H), 7.2 (d, 1H), 7.15 (d, 1H), 4.52/4.42 (2*d, 2H), 3.48/3.22 (2*m, 2H), 3.3/2.98 (dd, 2H), 2.93
(m, 2H), 2.13/1.68 (2*m, 2H), 1.88/1.4 (2*m, 2H), 1.6 (m, 2H), 1.2/1.05 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=423.1493 (423.1507)

DnemeHTapHbIN aHalu3: C=56.66(56.86);H=6.32(6.44);N=6.64(6.63);S=7.48(7.59)

[TpomexxyTounoe coenunenue 107: Tpet-bytumn 3-{4-[Ouc(Tper-0yTOKCUKapOOHWIT)aMUHO |
OyTH }-4-3TOKCH-4-0KCO- 1 -[(2-TMpuanH-4-uindenun)metn] - 1 ,4-azadpochunan-3-kapOookcuat

ITpomexxyTounoe coenuHenue 107 moy4aroT UCXOs U3 TPOMEKYTOUHBIX COeIMHEHUH 21
1 258 B COOTBETCTBUU C OITMCAHHOM BBIIIIE METOIUKON F

SIMP 'H: (400 MT', IMCO-d6) & uact. Ha min. 8.62 (d, 2H), 7.5 (dd, 1H), 7.46-7.37 (m,
2H), 7.4 (d, 2H), 7.26 (dd, 1H), 3.92 (m, 2H), 3.58/3.38 (2*d, 2H), 3.3 (m, 2H), 2.82/2.22 (2*m,
2H), 2.68/2.37 (2*m, 2H), 1.85-1.65 (m, 2H), 1.85-1.65 (m, 2H), 1.41/1.33 (2*s, 27H), 1.38 (m,
2H), 1.18 (t, 3H), 0.63 (m, 2H)

SIMP 13C: (400 MI'u, IMCO-d6) & uacr. na mis. 107, 67, 29/23

ITPUMEP 120: 3-(4-AMUHOOY THIT)-4-TUIPOKCH-4-0KCO- 1 -[(2-TpuauH-4- 1T eHIT ) MEeTHII ]|
-1,4-a3adocunan-3-kapOoOHOBAS KUCIIOTA

[Tpumep 120 mosryyaroT UCXOAS U3 MPOMEKYTOUHOTO coeMHeHus1 107 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) 6 vacrt. Ha muH. 8.59 (d, 2H), 7.62 (m, 1H), 7.55 (m, 2H), 7.41
(d, 2H), 7.41 (m, 1H), 4.4/4.29 (2*d, 2H), 3.42/3.09 (2*m, 2H), 3.18/2.85 (2*m, 2H), 2.91 (m,
2H), 2.08/1.65 (2*m, 2H), 1.82/1.55 (2*m, 2H), 1.55/1.32 (2*m, 2H), 1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=41 8.1891 (418.1895)

DnemeHTapHbIl aHanmu3: C=59.87(60.42);H=6.51(6.76);N=9.86(10.07)

[TpomexyTounoe coemunenue 108: Tper-byTun 3-{4-[6uc(Tper-0yTOKCMKAapOOHIIT)aMUHO]
OyTui }-4-3TOKCU-4-0KCO- 1 -[(2-TmpunH-3-undenun)mernn|- 1 ,4-a3adocrHan-3-kapOOKCHIIAT

ITpomexxyTounoe coearuerue 108 moay4aroT UCXO/IS1 U3 TPOMEXKYTOUYHOTO COEAUHEHUS
21 u 2-(3-upuanii)0eH3anbAeruia B COOTBETCTBUM C OMMUCAHHOM BhIllle MeTOAUKOM F

SIMP 'H: (400 MI'y, AMCO-d6) 6 uact. Ha MiH. 8.58 (dd, 1H), 8.56 (d, 1H), 7.81 (dt, 1H),
7.48 (m, 1H), 7.48 (m, 1H), 7.41 (m, 2H), 7.27 (d, 1H), 3.93 (m, 2H), 3.55/3.35 (2*d, 2H), 3.29
(m, 2H), 2.71/2.2 (m, 2H), 2.71/2.35 (m, 2H), 1.95-1.7 (m, 2H), 1.95-1.7 (m, 2H), 1.41 (s, 18H),
1.36 (m, 2H), 1.34 (s, 9H), 1.18 (t, 3H), 0.64 (m, 2H)

ITPUMEP 121: 3-(4-AMHHOOYTU)-4-TUAPOKCU-4-0KCO- 1 -[ (2-TTMPUIHH-3-UITPEHUT)METHI |
-1,4-a3adocunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 121 nomy4daroT UCXOAS U3 MPOMEKYTOUHOTO coemHeHns 108 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeToauKou D.

SIMP 'H: (400 MI'y, D20) 6 yact. Ha MuH. 8.58 (dd, 1H), 8.51 (d, 1H), 7.86 (dt, 1H), 7.67
(m, 1H), 7.58 (m, 1H), 7.58 (m, 2H), 7.43 (m, 1H), 4.42/4.3 (2*d, 2H), 3.46/3.11 (m, 2H), 3.2/
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2.87 (m, 2H), 2.94 (m, 2H), 2.11/1.65 (m, 2H), 1.86/1.36 (m, 2H), 1.59 (m, 2H), 1.08 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=418.1898 (418.1895)

DnemeHTapHbii aHanu3: C=60.58(60.42);H=6.51(6.76);N=10.09(10.07)

[TpomexyTounoe coenunenne 109: Tpet-byTtun 3-{4-[6uc(Tper-0yTOKCMKAapOOHIIT)aMUHO]
O0yTun }-4-3ToKcu-4-0kco- 1-[[2-[4-(TpudTopMmernn)penni]bpenun|metnn]- 1,4-azadochuHan-
3-kapOoKcHIaT

[TpomexyTounoe coearuenue 109 noay4aroT UCXO/IS1 U3 MPOMEKYTOUYHOTO COEAUHECHUS
21 u 2-[4-(TpudTopmeTn)peHunn]6eH3anbaeruaa B COOTBETCTBUU C OTTMCAHHOM BBIIIIE
MeToaukon K

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 7.81 (d, 2H), 7.62 (d, 2H), 7.5 (d, 1H),
7.41 (m, 2H), 7.27 (d, 1H), 3.93 (m, 2H), 3.58/3.34 (2*d, 2H), 3.28 (m, 2H), 2.74/2.36 (m, 2H),
2.74/2.24 (m, 2H), 2-1.7 (m, 2H), 2-1.7 (m, 2H), 1.4 (s, 18H), 1.36 (m, 2H), 1.34 (s, 9H), 1.17 (t,
3H), 0.65 (m, 2H)

ITPUMEP 122: 3-(4-AMuHOOYTHI)-4-TUAPOKCH-4-0KCO- 1 -[[2-[4-(TpudTopMeTni)peHnn]
dhenun|merun]-1,4-a3adochunan-3-kapOoHOBasT KUCIOTA

[Tpumep 122 nomydaroT UCXOAS U3 MIPOMEKYTOUHOTO coeuHeHns 109 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE MeTOaUKOU D.

SIMP 'H: (400 MT', D20) & uacr. na miH. 7.83 (d, 2H), 7.64 (m, 1H), 7.56 (m, 2H), 7.53
(d, 2H), 7.43 (m, 1H), 4.42/4.28 (2*d, 2H), 3.42/3.09 (m, 2H), 3.18/2.84 (m, 2H), 2.94 (m, 2H),
2.1/1.64 (m, 2H), 1.85/1.35 (m, 2H), 1.59 (m, 2H), 1.13/1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=485.1800 (485.1817)

DneMeHTapHbIN aHanu3: C=56.24(57.02);H=5.26(5.83);N=5.65(5.78)

ITpomexxyTounoe coenunenue 110: Tpet-bBytun 3-{4-[Ouc(Tper-6yTOKCUKapOOHMIT)aMUHO|
OyTui }-1-[(2-1MKI0TeKCUITPeHUIT)METHIT |-4-3TOKCU-4-0KC0- 1 ,4-a3adochuHan-3-kapOoKcUIaT

[TpomexyTounoe coenvueHue 110 MoIydaroT UCXOIs U3 TPOMEKYTOUHOTO COSTMHEHUS
21 U 2-uMKJI0TeKCUIIOEH3alIb/IEr1a B COOTBETCTBUU C OTIMCAHHOM BBIIIE METOIMKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha mutH. 7.28/7.17 (2*d, 2H), 7.22/7.1 (2*m, 2H),
3.98 (m, 2H), 3.5 (s, 2H), 3.31 (m, 2H), 3-2.8/2.28 (2*m, 2H), 3-2.8/2.5 (2*m, 2H), 3-2.8 (m,
1H), 2-1.78 (2*m, 2H), 1.9-1.65 (m, 2H), 1.9-1.65 (m, 6H), 1.45-1.25 (m, 2H), 1.45-1.25 (m, 4H),
1.41/1.37 (2*s, 27H), 1.21 (t, 3H), 0.85-0.65 (m, 2H)

ITPUMEP 123: 3-(4-AMuno0yTHI)- 1 -[ (2-IMKITOTeKCHIT(PEHUIT)METUI |-4-TUAPOKCH-4-OKCO-
1,4-a3adochunan-3-kapOboOHOBas KUCIOTA

ITpumep 123 mosryyaroT UCXOIs1 U3 MPOMEKYTOUHOTO coeMHeHus 110 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAMKON D.

SIMP 'H: (400 MT', D20) & yact. Ha MJTH. 7.52-7.4 (m, 2H), 7.52-7.4/7.3 (2*m, 2H), 4.4
(t,2H), 3.6/3.4 (2*m, 2H), 3.49/3.24 (2*m, 2H), 2.93 (m, 2H), 2.66 (m, 1H), 2.21/1.75 (2*m, 2H),
1.95/1.5 (2*m, 2H), 1.85-1.1 (m, 10H), 1.85-1.1 (m, 4H)

ESI/FIA/HR u MC/MC: [M+H]+=423.2408 (423.2412)

DnemeHTapHbIN aHanmu3: C=62.46(62.54);H=8.23(8.35);N=6.61(6.63)

ITpomexyTounoe coenunenue 111: tper-byTun 3-{4-[6uc(TpeT-0yTOKCHKapOOHMIT)aMHHO |
Oytun }-4-3Tokcu- 1 -(1 H-unmazon-5-unmetwn)-4-okco- 1,4-azadgochuHan-3-kapOOKCHIIaT

[TpomexxyTounoe coenvuenue 111 monyyaroT UCXOAsl U3 IPOMEKYTOUYHOTO COEAUHEHHUS
21 u 1H-unga3omn-5-kapbanbaeruia B COOTBETCTBUM C OMIMCAHHOM BBIIIE MeTOIMKOM F

SIMP 'H: (400 MT'u, AMCO-d6) & uact. na min. 13 (sl, 1H), 8 (s, 1H), 7.62 (df, 1H), 7.48
(d, 1H), 7.3 (dd, 1H), 3.97 (m, 2H), 3.72/3.52 (2*d, 2H), 3.4-3.2 (m, 2H), 2.96/2.32 (2*m, 2H),
2.83/2.47 (2#m, 2H), 2-1.8 (m, 2H), 2-1.8 (m, 2H), 1.39/1.33 (2*s, 27H), 1.36 (m, 2H), 1.2 (t,
3H), 0.9-0.7 (m, 2H)
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ITPUMEP 124: 3-(4-AMunoOytuin)-4-ruapokcu-1-(1 H-uagazon-5-unmetun)-4-oxco-1,4-
azadochunan-3-kapOOHOBAs KUCITOTA

ITpumep 124 mosryyaroT UCXOIs1 U3 MPOMEKYTOUHOTO coeMHeHus 111 B COOTBETCTBUM C
OIIMCAHHOM BBILLIE METOAMKON D.

SIMP 'H: (400 MT'y, D20) & yacrt. Ha MuiH. 8.16 (s, 1H), 7.91 (s, 1H), 7.68 (d, 1H), 7.49 (d,
1H), 4.51/4.32 (2*d, 2H), 3.64/3.35 (2*m, 2H), 3.48/3.11 (2*m, 2H), 2.89 (m, 2H), 2.25/1.77
(2*m, 2H), 1.91/1.55 (2*m, 2H), 1.55/1.45 (2*m, 2H), 1.19/1.05 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=381.1697 (381.1691)

DnemeHTapHbIi aHanmuz: C=53.27(53.68);H=6.55(6.62);N=14.52(14.73)

ITpomexyTounoe coenuuenue 112: Tpet-byTtun 3-{4-[6uc(TpeT-0yTOKCHKapOOHMIT)aMHHO |
OyTun }-4-3TOKCU-4-0KCOo- 1-[(2-THOden-3-undenmm)meTi]- 1 ,4-azadochrnan-3-kapOookcumaT

ITpomexxyTounoe coenrHenue 112 moy4aroT UCXOAs U3 TPOMEKYTOUHBIX COETMHEHMI 21
1 259 B COOTBETCTBUU C OITMCAHHOMU BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'n, AMCO-d6) 6 yact. Ha MitH. 7.61 (dd, 1H), 7.59 (dd, 1H), 7.44/7.32
(2*m, 4H), 7.25 (dd, 1H), 3.95 (m, 2H), 3.6/3.4 (2*d, 2H), 3.3 (m, 2H), 2.8/2.29 (2*m, 2H), 2.8/
2.4 (2*m, 2H), 2-1.79 (m, 2H), 2-1.79 (m, 2H), 1.7 (m, 2H), 1.4/1.34 (2*s, 27H), 1.35 (m, 2H),
1.19 (t, 3H)

[TPUMEP 125: 3-(4- AMuHOOYTHIT)-4-TUAPOKCH-4-0KCO- 1 -[(2-THOdeH-3-mtdheHnT)Me T |
-1,4-a3adochunan-3-kapOoOHOBaAS KUCITOTA

ITpumep 125 nomydaroT UCXOAS U3 IIPOMEKYTOUHOTO COEAMHEHNS 112 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MitH. 7.63-7.43 (m, 2H), 7.63-7.43 (m, 4H), 7.19 (dd,
1H), 4.49/4.34 (2*d, 2H), 3.39/3.17 (2*m, 2H), 3.25/2.94 (2*m, 2H), 2.94 (m, 2H), 2.1/1.68 (2*m,
2H), 1.87/1.59 (2*m, 2H), 1.59/1.39 (2*m, 2H), 1.18/1.05 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=423.1504 (423.1507)

DneMeHTapHbIN aHau3: C=57.17(56.86);H=6.48(6.44);N=6.67(6.63);S=7.11(7.59)

ITpomexxyTounoe coenunenue 113: tpet-bytun 3-{4-[Ouc(Tper-0yTOKCUKapOOHMIT)aMUHO|
OyTun }-4-3Tokcu-1-[[2-(3-hpropdennn)pennn|meTui |-4-okco-1,4-a3adochuHaH-3-KapOOKCHIIAT

[TpomexyTounoe coearuenue 113 noay4yaroT UCXO/Is1 U3 MPOMEXKYTOYHOTO COEAUHECHUS
21 u 2-(3-¢propdennn)OeH3anbaeTuaa B COOTBETCTBUY C ONTUCAHHOM BbITIIE METOANKOM F.

SIMP 'H: (400 MI'u, AMCO-d6) & yact. Ha MJIH. 7.48 (m, 1H), 7.48 (m, 1H), 7.38 (m, 2H),
7.23 (m, 3H), 7.23 (m, 1H), 3.93 (m, 2H), 3.56/3.36 (2*d, 2H), 3.29 (m, 2H), 2.73/2.36 (m, 2H),
2.73/2.23 (m, 2H), 2-1.7 (m, 2H), 2-1.7 (m, 2H), 1.41 (s, 18H), 1.36 (m, 2H), 1.33 (s, 9H), 1.17
(t, 3H), 0.66 (m, 2H)

ITPUMEP 126: 3-(4-AMuno06ytuin)-1-[[2-(3-bTopdenun)denus |MeTu |-4-TuapoKcu-4-
okco-1,4-azadochunan-3-kapOOHOBAS KUCITOTA

ITpumep 126 mosryyaroT UCXOs1 U3 MPOMEKYTOUHOTO coeIMHEeHUs 113 B COOTBETCTBUU C
OIIMCAaHHOM BBILIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 8 yact. HAa MJH. 7.62 (m, 1H), 7.54 (m, 2H), 7.5 (m, 1H), 7.41
(m, 1H), 7.21 (m, 1H), 7.16 (m, 1H), 7.14 (m, 1H), 4.44/4.31 (2*d, 2H), 3.43/3.11 (m, 2H), 3.21/
2.86 (m, 2H), 2.94 (m, 2H), 2.11/1.64 (m, 2H), 1.86/1.36 (m, 2H), 1.59 (m, 2H), 1.09 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=435.1841 (435.1848)

DOnemeHTapHbii aHanmuz: C=61.58(60.82);H=5.84(6.50);N=6.51 (6.45)

ITpomexyTounoe coenuuenue 114: tpet-byTtun 3-{4-[6uc(TpeT-0yTOKCHKapOOHMIT)aMUHO |
OyTun }-4-3ToKkcu-4-okco-1-[(5-penun- 1,2-okcazon-4-un)metun|-1,4-azadochunan-3-
KapOoOKcHuIaT

ITpomexxyTounoe coenrHeHue 114 moy4aroT UCXOs U3 TPOMEKYTOUHBIX COeIMHEHUH 21
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1 219 B COOTBETCTBUU C OITMCAHHOMU BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MiH. 8.6 (s, 1H), 7.9 (m, 2H), 7.55 (m, 3H), 4
(m, 2H), 3.6 (dd, 2H), 3.3 (m, 2H), 3/2.35 (2m, 2H), 2.8/2.5 (2dd, 2H), 2 (m, 2H), 1.8 (m, 2H),
1.4 (s, 18H), 1.35 (s, 9H), 1.35 (m, 2H), 1.2 (t, 3H), 0.8 (m, 2H)

ITPUMEP 127: 3-(4-AMunoOyTHi1)-4-rugpokcu-4-okco-1-((5-penun-1,2-okcazon-4-ui)
Mmetui]-1,4-azadochunan-3-kapOoHOBASI KUCTIOTA

[Tpumep 127 nony4daroT UCXOAS U3 MPOMEKYTOUHOTO COEAMHEHHUS 114 B COOTBETCTBUM C
OIMMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 8 yact. Ha MJH. 8.66 (s, 1H), 7.75-7.55 (m, 5 H), 4.5 (dd, 2H),
3.6/3.28 (2m, 2H), 3.2/2.9 (dd, 2H), 2.85 (m, 2H), 2.2/1.7 (2m, 2H), 1.85/1.25 (2m, 2H), 1.5 (m,
2H), 0.9/0.7 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=408.1661 (408.1688)

[TpomexyTounoe coemunenue 115: Tper-byTun 3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)aMHUHO]
OyTtun }-1-[(5-6pom-2-penunernn)meTun |-4-3Tokcu-4-okco- 1,4-azadochrnan-3-kapookcunat

[TpomexyTounoe coearuenue 115 noay4yaroT UCXOIs1 U3 MPOMEXKYTOUYHOTO COEAUHECHUS
21 u 5-6poM-2-heHnTOeH3aIbIerH/Ia B COOTBETCTBUM C ONMCAHHOM BBIIIE MeTOIUKOMN F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uvacrt. na mnu. 7.71 (df, 1H), 7.53 (dd, 1H), 7.45 (t, 2H),
7.4 (dd, 1H), 7.3 (d, 2H), 7.16 (t, 1H), 3.92 (m, 2H), 3.58/3.35 (2*d, 2H), 3.4 (m, 2H), 2.74/2.22
(2*m, 2H), 2.67/2.34 (2*m, 2H), 2-1.7 (m, 2H), 2-1.7 (m, 2H), 1.42 (m, 2H), 1.4/1.35 (2*s, 27H),
1.17 (t, 3H), 0.78 (m, 2H)

ITPUMEP 128: 3-(4-AMuno0yTHN)-1-[(5-0poM-2-hernndeHnn)Me T |-4-TuapoKcu-4-0KCco-
1,4-a3adochunan-3-kapOboHOBas KUCIOTA

ITpumep 128 mosryyaroT UCXOIs1 U3 MPOMEKYTOUHOTO COeIMHEHUs 115 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKOMN D.

SIMP 'H: (400 MT', D20) & yacrt. Ha MiH. 7.81 (d, 1H), 7.7 (dd, 1H), 7.52 (t, 2H), 7.49 (t,
1H), 7.37 (d, 2H), 7.31 (d, 1H), 4.4/4.28 (2*d, 2H), 3.32/2.88 (2*m, 2H), 3.2/3.1 (2*m, 2H), 2.95
(m, 2H), 2.08/1.67 (2*m, 2H), 1.88/1.6 (2*m, 2H), 1.6/1.37 (2*m, 2H), 1.17/1.08 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=495.1041 (495.1048)

DOnemeHTapHblit aHanuz: C=53.71(53.34);H=5.72(5.70);N=5.89(5.66)

ITpomexyTounoe coenuuenue 116: Tpet-byTtun 3-{4-[6uc(TpeT-0yToOKCHKapOOHMIT)aMHHO |
OyTu }-4-3ToKCH-4-0KCO- 1-[[2-[4-(TpudTopmeTorcr)dherw ] pennn | metui]-1,4-a3adochunan-
3-kapbokcuat

ITpomexxyTounoe coenrHeHue 116 moy4aroT UCXOs U3 TPOMEKYTOUHBIX COeIMHEHUH 21
1 286 B COOTBETCTBUHU C OITMCAHHOM BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacT. Ha MiH. 7.65-7.33 (m, 4H), 7.65-7.33 (m, 3H),
7.25 (dd, 1H), 3.94 (m, 2H), 3.57/3.3 (2*d, 2H), 3.3 (m, 2H), 2.72/2.23 (2*m, 2H), 2.72/2.37
(2*m, 2H), 2-1.7 (m, 2H), 2-1.7 (m, 2H), 1.4/1.34 (2*s, 24H), 1.35 (m, 2H), 1.17 (t, 3H), 0.65 (m,
2H)

ITPUMEP 129: 3-(4-AMUHOOY TU )-4-TUAPOKCU-4-0KCO- 1-[[2-[4-(TpudTopMeTOKCH ) (heHuT ]
denmn|merun]-1,4-azadochunan-3-kapOooHOBAS KUCTIOTA

[Tpumep 129 nomydaroT UCXOAS U3 MPOMEKYTOUHOTO COEAMHEHHUS 116 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeTOoauKoM D.

SIMP 'H: (400 MTI'y, D20) 6 yact. Ha MyH. 7.62 (m, 1H), 7.54 (m, 2H), 7.44 (s, 4H), 7.4 (m,
1H), 4.42/4.28 (2*d, 2H), 3.4/3.12 (2*m, 2H), 3.2/2.88 (2*m, 2H), 2.94 (m, 2H), 2.1/1.64 (2*m,
2H), 1.86/1.59 (2*m, 2H), 1.59/1.38 (2*m, 2H), 1.15/1.05 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=501.1773 (501.1766)
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DneMeHTapHbIi aHanu3: C=55.71(55.20);H=5.27(5.64);N=5.62(5.60)

ITpomexxyTounoe coenunenue 117: tpet-bytun 3-{4-[Ouc(Tper-0yTOKCUKapOOHMIT)aMUHO|
OyTui }-4-3Tokcu-1-[[4-pTop-2-(4-propdennn)pennn|metnn]-4-okco-1,4-a3adpochrnan-3-
KapOOKcHIIaT

[TpomexxyTounoe coenuHenue 117 moy4aroT UCXOAs U3 TPOMEKYTOUHBIX COETMHEHUH 2 1
1 271 B COOTBETCTBUU C OIIMCAHHOMU BBIIIIE METOIUKON F

SIMP 'H: (400 MTn, JAMCO-d6) 6 yact. Ha MiiH. 7.49 (dd, 1H), 7.42 (dd, 2H), 7.29 (t, 2H),
7.21 (dt, 1H), 7.06 (dd, 1H), 3.93 (m, 2H), 3.49/3.3 (2*d, 2H), 3.3 (m, 2H), 2.72/2.21 (2*m, 2H),
2.69/2.34 (2*m, 2H), 1.95-1.7 (maccuBHbIit, 2H), 1.95-1.7 (MaccuBHbIl, 2H), 1.68 (m, 2H), 1.41/
1.33 (2*s, 27H), 1.38 (m, 2H), 1.18 (t, 3H)

ITPUMEP 130: 3-(4-AMunoOyTimn)- 1-[[4-pTop-2-(4-bropdenmn)dpenn | MeTi]-4-ruapokcu-
4-oxkco-1,4-a3adochunan-3-kapOboHOBaAS KUCTIOTA

[Tpumep 130 mosryyaroT UCXOAS U3 MPOMEKYTOUHOTO CoeIMHEHUs 117 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) 6 uacrt. Ha MiutH. 7.66 (dd, 1H), 7.38 (dd, 2H), 7.27 (t, 2H), 7.25
(df, 1H), 7.18 (dd, 1H), 4.39/4.28 (2*d, 2H), 3.38/3.09 (2*m, 2H), 3.18/2.87 (2*m, 2H), 2.95
(m, 2H), 2.09/1.68 (2*m, 2H), 1.86/1.6 (2*m, 2H), 1.6/1.37 (2*m, 2H), 1.15/1.07 (2¥*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=453.1741 (453.1754)

DOnemeHTapHbIN aHamu3: C=58.67(58.40); H=5.99(6.01); N=6.46(6.19)

[TpomexyTounoe coenunenue 118: Tper-byTtun 3-{4-[6uc(Tper-0yTOKCMKapOOHIIT)aMUHO]
OoyTuin }-1-[[2-[4-x10p-3-(TpUudTopMeTUHIT)heHMIT |heHUIT |MeTUIT |-4-3TOKCU-4-0KCO-1,4-
azadochunaH-3-KapOOKCHIAT

[TpomexyTounoe coenrHeHure 118 moryyaroT UCXOAs U3 TPOMEKYTOUHBIX COETMHEHU 21
U 278 B COOTBETCTBHHU C OIIMCAHHOM BBIIIIE METOIUKOMN E

SMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha mutH. 7.9 (d, 1H), 7.81 (d, 1H), 7.75 (dd, 1H),
7.42/7.32 (2m, 3H), 3.95 (m, 2H), 3.41 (AB, 2H), 3.2 (m, 2H), 2.79/2.37 (2m, 2H), 2.69/2.27
(2m, 2H), 1.95/1.7 2m, 2H), 1.8/1.7 (2m, 2H), 1.39 (s, 18H), 1.33 (s, 9H), 1.27 (m, 2H), 1.19
(t, 3H), 0.61/0.48 (2m, 2H)

ITPUMEP 131: 3-(4-AMun00yTHN)- 1 -[[2-[4-X710p-3-(TpUdTOpMETII ) heHMT | PeHrIT [Me T |
-4-rugpokcu-4-okco-1,4-azapochrnan-3-kapoboHOBasE KUCTOTA

ITpumep 131 mosiyyaroT UCXOIs1 U3 MPOMEKYTOUHOTO coe/iMHeHus 118 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (300 MTI'y, D20) 8 yacr. Ha MuIH. 7.76 (sl, 1H), 7.71 (d, 1H), 7.63 (m, 1H), 7.54
(dl, 1H), 7.54 (m, 2H), 7.38 (m, 1H), 4.31 (AB, 2H), 3.46/3.08 (2m, 2H), 3.13/2.83 (2m, 2H),
2.92 (m, 2H), 2.11/1.64 (2m, 2H), 1.83/1.34 (2m, 2H), 1.57 (m, 2H), 1.06 (m, 2H)

SIMP '°F: (300 MI', D20) & gacr. Ha MiH. -62.3

ESI/FIA/HR u MC/MC: [M+H]+=519.1442 (519.1427)

OnemeHTapHbiii aHanmuz: C=53.40(53.24); H=4.76(5.24); N=5.43(5.40)

[TpomexyTouHoe coenuuenue 119: tpet-byTtun 3-{4-[6uc(TpeT-0yTOKCHKapOOHUIT)aMHHO |
Oytun }-1-[[2-(3-xmmopdennn)perm | Me T |-4-3Tokcu-4-0kco- 1 ,4-a3adochrunan-3-kapOoKcHIaT

[TpomexyTounoe coenrHeHure 119 moyyaroT UCXOAs U3 TPOMEKYTOUHBIX COETMHEHUI 21
U 213 B COOTBETCTBUHU C OIIMCAHHOM BBIIIIE METOIUKON E

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha miH. 7.52 (t, 1H), 7.45 (m, 3H), 7.4/7.37 (2td,
2H), 7.33 (dt, 1H), 7.25 (dd, 1H), 3.94 (m, 2H), 3.53/3.32 (AB, 2H), 3.25 (m, 2H), 2.76/2.37
(2m, 2H), 2.7/2.25 (2m, 2H), 1.95/1.78 (2m, 2H), 1.82/1.75 (2m, 2H), 1.41 (s, 18H), 1.33 (s,
9H), 1.33 (m, 2H), 1.18 (t, 3H), 0.66/0.57 (2m, 2H)
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ITPUMEP 132: 3-(4-AMuno0ytuin)-1-[[2-(3-xmopdennn)pernn | MeTh |-4-ruapoKcu-4-
okco-1,4-a3adochunan-3-kapOOHOBAS KUCIOTA

[Tpumep 132 nonydaroT UCXOAS U3 MPOMEKYTOUHOTO COeAMHEHHUS 119 B COOTBETCTBUM C
OIIMCAHHOM BBILLIE METOAMKON D.

SIMP 'H: (300 MT', D20) & yact. Ha MyH. 7.6 (m, 1H), 7.52 (m, 2H), 7.5-7.35 (m, 4H),
7.26 (m, 1H), 4.33 (AB, 2H), 3.41/3.09 (2m, 2H), 3.16/2.81 (2m, 2H), 2.92 (m, 2H), 2.09/1.64
(2m, 2H), 1.83/1.34 (2m, 2H), 1.56 (m, 2H), 1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=451.1556 (451.1553)

DnemeHTapHbIl aHanmu3: C=58.91(58.604); H=5.83(6.26); N=6.32(6.21)

ITpomexyTounoe coenunenue 120: Tpet-byTun 3-{4-[6uc(TpeT-0yTOKCHKapOOHMIT)aMHHO |
Oytun }-4-3Tokcu- 1-[[2-(4-meTtundennn)pernn |metni|-4-okco- 1,4-azadochunan-3-
KapboKcuIaT

[TpomexyTounoe coenrHenue 120 mory4aroT UCXOAs U3 TPOMEKYTOUHBIX COEIMHEHUH 21
1 288 B COOTBETCTBUU C OITMCAHHON BBIIIIE METOIUKON F

SMP 'H: (400 MI'u, AMCO-d6) 6 uact. Ha mitH. 7.49 (dd, 1H), 7.33 (2*m, 2H), 7.23 (2*d,
4H), 7.18 (dd, 1H), 3.92 (m, 2H), 3.54/3.35 (2*d, 2H), 3.3 (m, 2H), 2.74/2.2 (2*m, 2H), 2.74/
2.32 (2*m, 2H), 2.36 (s, 3H), 1.95-1.75 (m, 2H), 1.95-1.75 (m, 2H), 1.41/1.33 (2*s, 27H), 1.38
(m, 2H), 1.17 (t, 3H), 0.71 (m, 2H)

ITPUMEP 133: 3-(4-AMuno0yTHI)-4-ruapoKcu-1-[[2-(4-meTundenun)peHun | MeTun]-4-
okco-1,4-azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 133 mosryyaroT UCXOIs1 U3 MPOMEKYTOUHOTO coelMHEeHUs1 120 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) & vact. Ha maH. 7.6 (dd, 1H), 7.52/7.5 (2*m, 2H), 7.39 (dd, 1H),
7.35(d, 2H), 7.25 (d, 2H), 4.43/4.28 (2*d, 2H), 3.36/3.1 (2*dd, 2H), 3.22/2.83 (2*dd, 2H), 2.94
(m, 2H), 2.38 (s, 3H), 2.09/1.64 (2*m, 2H), 1.86/1.6 (2*m, 2H), 1.6/1.35 (2*m, 2H), 1.15/1.05
(2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=431.2103 (431.2099)

DnemeHTapHbIN aHanmu3: C=64.12(64.17); H=7.45(7.26); N=6.50(6.51)

[TpomexyTounoe coenunenue 121: tper-byTun 3-{4-[6uc(Tper-0yTOKCMKAapOOHUIT)aMUHO]
oytun }-1-[[2-(2,4-muxnopdennn)perunt|meTn|-4-3Tokcu-4-okco- 1,4-azadochunan-3-
KapOoKcHUIaT

ITpomexxyTounoe coenrHenue 121 moaydaroT UCXOAs U3 TPOMEKYTOUYHBIX COETMHEHM 2 1
U 251 B COOTBETCTBUHU C OIIMCAHHOM BBIIIIE METOIUKOMN E

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha MtH. 7.73 (m, 1H), 7.51 (m, 1H), 7.51 (m, 1H),
7.42/7.35 (m, 2H), 7.31 (m, 1H), 7.12 (m, 1H), 3.92 (m, 2H), 3.5-3.2 (m, 2H), 3.5-3.2 (m, 2H),
2.68/2.12 (m, 2H), 2.68/2.35 (m, 2H), 1.81 (m, 2H), 1.81 (m, 2H), 1.42 (2*s, 18H), 1.38 (m,
2H), 1.35 (2*s, 9H), 1.17 (2*t, 3H), 0.74 (m, 2H)

I[TPUMEP 134: 3-(4-AMuno0yTHi)-1-[[2-(2,4-mpuxmopderun)peHun | MeTun |-4-TuIpoKCH-
4-okco-1,4-a3adochunan-3-kapOOHOBAS KUCIOTA

ITpumep 134 mosryyaroT UCXO1s1 U3 MPOMEKYTOUHOT'O COeIMHEHUs 121 B COOTBETCTBUU C
OIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400/500 MTI'u, D20) & uact. Ha MiH. 7.7-7.63 (m, 2H), 7.6-7.5 (m, 2H), 7.46 (dd,
1H), 7.33 (m, 1H), 7.3/7.28 (2*d, 1H), 4.42/4.19/3.99 (m, 2H), 3.64/3.41/3.14 (m, 2H), 3.38/
3.12/2.99/2.84 (m, 2H), 2.95 (m, 2H), 2.14/1.67 (m, 2H), 1.9/1.4 (m, 2H), 1.58 (m, 2H), 1.19/
1.11 (m, 2H)

sIMP B¢ (400/500 MI'y, D20) 6 vacr. Ha miH. 132.1, 130.6, 129.5, 127.3, 57, 57, 51.8,
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38.6,27,26.4, 24.5, 20

ESI/FIA/HR u MC/MC: [M+H]+=485.1166 (485.1163)

DnemeHTapHbIN aHanmu3: C=54.26(54.44); H=5.33(5.61); N=5.83(5.77)

[TpomexyTounoe coenunenue 122: tpet-byTun 3-{4-[6uc(Tper-0yTOKCMKapOOHIIT)aMUHO]
O0yTun }-4-3Tokcu- 1-[[2-(2-MeTokcudenun)dennnmetui]-4-oxkco- 1,4-azapocdunan-3-
KapOoOKcHIaT

ITpomexxyTouHOE coenrHeHUE 122 OIydaroT UCXOIs U3 TPOMEXKYTOUHBIX COEIMHEHMI 2 1
U 282 B COOTBETCTBHHU C OIIMCAHHOM BBIIIIE METOIUKON

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha maH. 7.5 (d, 1H), 7.4-7.2 (m, 2H), 7.4-7.2 (m,
1H), 7.09 (m, 1H), 7.09 (m, 2H), 7.01 (t, 1H), 3.96 (m, 2H), 3.7 (s, 3H), 3.42 (m, 2H), 3.34 (dd,
2H), 2.73/2.23 (m, 2H), 2.73/2.46 (m, 2H), 2-1.7 (m, 2H), 2-1.7 (m, 2H), 1.47 (s, 18H), 1.42
(m, 2H), 1.4 (s, 9H), 1.21 (t, 3H), 0.96 (m, 2H)

ITPUMEP 135: 3-(4-AMunoOyTHII)-4-THApOKCH- 1 -[[2-(2-MeTOKcubeHnT)peHnT |Me T |-
4-okco-1,4-a3adochunan-3-kapOOHOBAS KUCITOTA

ITpumep 135 mosryyaroT UCXOIs1 U3 MPOMEKYTOUHOI'O COeIMHEHUs 122 B COOTBETCTBUU C
ONMCAHHOM BBIIIE METOJIUKON D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha MyH. 7.7-7.1 (m, 4H), 7.7-7.1 (m, 4H), 4.4-3.9 (m,
2H), 3.74 (s, 3H), 3.7-3 (m, 2H), 3.25-2.65 (m, 2H), 2.94 (m, 2H), 2.3-1.3 (m, 2H), 2.3-1.3 (m,
2H), 1.61 (m, 2H), 1.3-0.9 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=447.2031 (447.2048)

DnemeHTapHbIN aHanmu3: C=62.34(61.87); H=6.65(7.00); N=6.46(6.27)

[TpomexxyTounoe coenunenue 123: tpet-bytun 3-{4-[6uc(Tper-0yTOKCUKapOOHMIT)aMUHO |
OyTun }-4-3Tokcu- 1-[[2-(3-MeTokcubeHnT)heHn | Me T |-4-okco- 1,4-azadochuHaH-3-
KapOoKcuIaT

[TpomexyTounoe coenuHeHre 123 moIy4aroT UCXOA U3 TPOMEKYTOUHBIX COSIMHEHUH 21
1 281 B COOTBETCTBUU C OINIMCAHHOM BBIIIE METOAMUKON F.

SIMP 'H: (400 MI'y, AMCO-d6) é uact. Ha MitH. 7.49 (d, 1H), 7.35 (m, 2H), 7.35 (m, 1H),
7.21 (d, 1H), 6.95 (dd, 1H), 6.89 (d, 1H), 6.86 (sl, 1H), 3.93 (m, 2H), 3.79 (s, 3H), 3.55/3.37
(2*d, 2H), 3.29 (m, 2H), 2.74/2.21 (m, 2H), 2.74/2.33 (m, 2H), 2-1.7 (m, 2H), 2-1.7 (m, 2H),
1.41 (s, 18H), 1.37 (m, 2H), 1.33 (s, 9H), 1.17 (t, 3H), 0.68 (m, 2H)

ITPUMEP 136: 3-(4-AMunoOyTHin)-4-rugpokcu-1-[[2-(3-meTokcudernt)perHnn | MeTrI |-
4-okco-1,4-a3adochunan-3-kapOOHOBAS KUCIOTA

ITpumep 136 mosryyaroT UCXOs1 U3 MPOMEKYTOUHOTO COEIMHEHUS 123 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAMKON D.

SIMP 'H: (400 MTI'y, D20) 8 wacTt. Ha MutH. 7.6 (m, 1H), 7.53 (m, 2H), 7.46 (t, 1H), 7.4 (m,
1H), 7.07 (dd, 1H), 6.95 (m, 2H), 4.43/4.28 (2*d, 2H), 3.84 (s, 3H), 3.38/3.1 (m, 2H), 3.2/2.85
(m, 2H), 2.94 (m, 2H), 2.1/1.64 (m, 2H), 1.86/1.36 (m, 2H), 1.59 (m, 2H), 1.13/1.06 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=447.2064 (447.2048)

DnemeHTapHbii aHamu3: C=61.90(61.87); H=6.25(7.00); N=6.35(6.27)

ITpomexyTouHoe coenuuenue 124: tpet-byTtun 3-{4-[6uc(TpeT-0yTOKCHKapOOHMIT)aMHHO |
OyTuin }-4-3TOKCU-4-0KCOo- 1-[[2-(4-ipoman-2-undenun)pernn|metun]- 1 ,4-a3adochunan-3-
KapbokcuiaT

[TpomexyTouHoe coenrHeHre 124 moIy4aroT UCXOA U3 IPOMEKYTOUHBIX COEIMHEHUH 21
U 289 B COOTBETCTBHU C OIIMCAHHOM BBIIIIE METOIUKON E

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 7.49 (dd, 1H), 7.33 (2*m, 2H), 7.31 (d,
2H), 7.27 (d, 2H), 7.21 (dd, 1H), 3.93 (m, 2H), 3.6/3.35 (2*d, 2H), 3.33 (m, 2H), 2.95 (hept.,
1H), 2.73/2.23 (2*m, 2H), 2.73/2.34 (2*m, 2H), 1.9-1.75 (m, 2H), 1.9-1.75 (m, 2H), 1.41/1.32
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(2*s,27H), 1.38 (m, 2H), 1.25 (d, 6H), 1.18 (t, 3H), 0.7 (m, 2H)

ITPUMEP 137: 3-(4- AMMHOOY THIT)-4-TUIPOKCH-4-0KCO- 1 -[ [ 2-(4-TTponiaH-2-undeHut)heHun |
Metui]-1,4-azadochunan-3-kapOoHOBasI KUCIOTA

ITpumep 137 nomy4daroT UCXOAS U3 IPOMEKYTOUHOT'O COEAMHEHNS 124 B COOTBETCTBUM C
OIMCAHHOM BBIIIIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha mitH. 7.61 (dd, 1H), 7.52 (2*t, 2H), 7.43 (d, 2H), 7.38
(dd, 1H), 7.29 (d, 2H), 4.42/4.24 (2*d, 2H), 3.35/3.11 (2*m, 2H), 3.22/2.83 (2*m, 2H), 2.97 (m,
1H), 2.95 (m, 2H), 2.09/1.67 (2*m, 2H), 1.85/1.6 (2*m, 2H), 1.6/1.35 (2*m, 2H), 1.24 (d, 6H),
1.15/1.05 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=459.2418 (459.2412)

DOnemeHTapHbli aHanmuz: C=65.54(65.49); H=7.39(7.69); N=6.12(6.11)

ITpomexyTouHoe coenuuenue 125: Tpet-byTtun 3-{4-[6uc(TpeT-0yToOKCHKapOOHMIT)aMHHO |
oytun }-4-sTokcu- 1 -(1 H-unnazomn-4-unmetun)-4-okco- 1,4-azadgochunan-3-kapOoKcunaT

[TpomexxyTouHoe coeMHeHue 125 moay4aroT UCXO/IS U3 MPOMEXKYTOUYHOTO COEAUHECHUS
21 u 1H-unga3omn-4-kapb6ajabaeruaa B COOTBETCTBUM C OITMCAHHOM BBIIIE METOAUKOM F.

SIMP 'H: (400 MTI'u, IMCO-d6) 6 yact. na miH. 13.01 (s, 1H), 8.19 (s, 1H), 7.44 (d, 1H),
7.27 (dd, 1H), 6.99 (d, 1H), 3.98 (m, 2H), 3.93/3.71 (2*d, 2H), 3.29/3.16 (m, 2H), 3.03/2.37 (m,
2H), 2.83/2.52 (m, 2H), 2-1.7 (m, 2H), 2-1.7 (m, 2H), 1.38 (s, 18H), 1.33 (s, 9H), 1.24/1.1 (m,
2H), 1.21 (t, 3H), 0.65/0.51 (m, 2H)

ITPUMEP 138: 3-(4-AMunoOyTuin)-4-runpokcu-1-(1 H-ungazon-4-unmernn)-4-okco- 1,4-
azadochuHaH-3-kapOOHOBAS KUCIIOTA

[Tpumep 138 momydaroT UCXOAS U3 MPOMEKYTOUHOTO COEMHEHUS 125 B COOTBETCTBUM C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (300 MI'u, D20) 6 vacrt. Ha muH. 8.29 (s, 1H), 7.71 (dl, 1H), 7.49 (dd, 1H), 7.3
(dl, 1H), 4.65 (AB, 2H), 3.71/3.39 (2m, 2H), 3.56/3.21 (2m, 2H), 2.87 (m, 2H), 2.19/1.74 (2m,
2H), 1.91/1.45 (2m, 2H), 1.54 (xBuHT., 2H), 1.08 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=381.1707 (381.1691)

DnemeHTapHbIl aHanmu3: C=53.52(53.68); H=6.73(6.62); N=14.77(14.73)

[TpomexyTounoe coenunenue 126: Tpet-byTun 3-{4-[6uc(Tper-0yTOKCMKAapOOHUIT)aMUHO]
oytun }-1-[[3-(4-xmopdernn) mupuanH-4-uit | MeTri | -4-3Tokcu-4-okco- 1 ,4-a3adochunan-3-
KapOoKcHUIaT

[TpomexyTouHoe coemaeHue 126 moay4aroT UCXO/IS U3 MPOMEKYTOUYHOTO COEAUHECHUS
21 u 3-(4-xmopheHnn)mupuanH-4-KapOaiabaeruaa B COOTBETCTBUM C OIMMCAHHOM BBIIIIE
MmeToaukon F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 8.57 (d, 1H), 8.42 (s, 1H), 7.56 (d, 2H),
7.54 (d, 1H), 7.44 (d, 2H), 3.94 (m, 2H), 3.53 (AB, 2H), 3.36 (m, 2H), 2.7/2.45 (2m, 2H), 2.7/
2.26 (2m, 2H), 1.89 (m, 4H), 1.41 (s, 18H), 1.41 (m, 2H), 1.35 (s, 9H), 1.17 (t, 3H), 0.78 (m,
2H)

I[TPUMEP 139: 3-(4-Amuno0yT11)- 1-[[3-(4-X510 peHIT) T pUAMH-4-1T [METHIT |-4-TUIPOKCH-
4-oxco-1,4-a3adochunan-3-kapOoOHOBAS KUCTIOTA

[Tpumep 139 nomydaroT UCXOAS U3 IPOMEKYTOUHOTO COEAMHEHNS 126 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SMP 'H: (400 MTI'u, D20) 6 vact. Ha MaH. 8.62 (d, 1H), 8.54 (s, 1H), 7.67 (d, 1H), 7.58 (d,
2H), 7.38 (d, 2H), 4.46/4.35 (2*d, 2H), 3.47/3.12 (2*m, 2H), 3.17/2.95 (2*m, 2H), 2.95 (m, 2H),
2.15/1.68 (2*m, 2H), 1.87/1.61 (2*m, 2H), 1.59/1.38 (2*m, 2H), 1.08 (m, 2H)

SIMP 3'P: (400 MTI'ii, D20) & uacr. Ha miH. 25.1

Crp.: 89
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SAMP B¢: (400 MTI'y, D20) 6 yact. Ha MiH. 147.4,146.1, 128.3,126.4, 122.2,55,53.2,49.9,
36, 24.3,23.9,22.1,17.3

ESI/FIA/HR u MC/MC: [M+H]+=452.1516 (452.1505)

DnemeHTapHbIi aHanmu3: C=55.97(55.82); H=5.86(6.02); N=9.28(9.30)

ITpomexyTounoe coenuuenue 127: tpet-bytun 3-{4-[0uc(TpeT-0yToOKCHKapOOHMIT)aMHHO |
OyTun }-4-3ToKcu-4-okco-1-[(3-penu- 1 -6enzotrnoden-2-un)metun|- 1,4-azadpocunan-3-
KapOoOKcuIaT

[TpomexxyTouHoe coenrHeHue 127 moay4aroT UCXOIS U3 IPOMEXKYTOUYHBIX COSTMHEHMIA 2 1
1 283 B COOTBETCTBUU C OITMCAHHON BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha MJH. 7.95 (m, 1H), 7.55 (t, 2H), 7.47 (t, 1H),
7.45-7.3 (m, 3H), 7.45-7.3 (m, 2H), 4.05 (m, 2H), 3.81 (dd, 2H), 3.42/3.33 (m, 2H), 2.88/2.53
(m, 2H), 2.88/2.7 (m, 2H), 2-1.7 (m, 2H), 2-1.7 (m, 2H), 1.49 (m, 2H), 1.39 (s, 27H), 1.23 (t,
3H), 1.14/1.02 (m, 2H)

ITPUMEP 140: 3-(4-AMuno0yTHi)-4-rugpokcu-4-okco-1-[(3-benns-1-6en3zotrnodeH-2-
win)metui]-1,4-azadochunan-3-kapOoHOBAS KUCTIOTA

[Tpumep 140 nomy4daroT UCXOAS U3 MPOMEKYTOUYHOTO COEAMHEHHUS 127 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIE MeToauKoM D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha mutH. 7.97 (d, 1H), 7.56 (m, 3H), 7.49 (d, 1H), 7.45
(t, 1H), 7.35 (m, 1H), 7.35 (m, 2H), 4.6/4.51 (dd, 2H), 3.55/3.18 (m, 2H), 3.26/2.9 (m, 2H), 2.9
(m, 2H), 2.18/1.68 (m, 2H), 1.86/1.34 (m, 2H), 1.56 (m, 2H), 1.04 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=473.1669 (473.1663)

DJeMEeHTAPHbIN aHAJIN3:

C=61.52(61.00); H=5.76(6.19); N=5.51(5.93); S=6.56(6.79)

ITPUMERP 141: 3-(4-AMuHOOYTHIT)-4-TUAPOKCH-4-0KCO-1-[ (3-permndenun)meTun]-1,4-
azadochunan-3-kapOOHOBAs KUCITOTA

ITpumep 141 mosryyaroT UCXOs1 U3 MPOMEKYTOUHOI'O COeIMHEeHus 21 u 3-
(dheHnnOeH3apaeTuAa B COOTBETCTBUM C OTIMCAHHBIMU BhITIE MeTouKkaMu F u D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha MiH. 7.79-7.4 (m, 9H), 4.49 (m, 1H), 4.29 (d, 1H),
3.76 (m, 1H), 3.51 (dd, 1H), 3.39 (m, 1H), 3.13 (dd, 1H), 2.89 (m, 2H), 2.27 (m, 1H), 1.92 (m,
1H), 1.79 (m, 1H), 1.58 (MaccuBHbIi, 2H), 1.48 (m, 1H), 1.21 (m, 1H), 1.09 (m, 1H)

ESI/FIA/HR u MC/MC: [M+H]+=417.1937 (417.1943)

DOnemeHTapHbii aHanmuz: C=64.07(63.45); H=6.72(7.02); N=6.86(6.73)

ITPUMEP 142: 3-(4-AMun0O0yTHIT)-4-TUAPOKCH-4-0KCO-1-(4-penunoyTum)-1,4-
azadochunan-3-kapOOHOBAs KUCITOTA

[Tpumep 142 moaydaroT UCXOAs U3 MPOMEKYTOUHOTO coeMHEHUS 21 U 4-peHunoyTaHams
B COOTBETCTBUU C ONIMCAHHBIMU BbIlIE MeToiukamu F u D.

SIMP 'H: (400 MT', D20) & yacrt. Ha MitH. 7.29 (t, 2H), 7.21 (d, 2H), 7.19 (t, 1H), 3.5 (m,
1H), 3.41 (dd, 1H), 3.2 (m, 1H), 3.07 (m, 2H), 3 (m, 1H), 2.92 (m, 2H), 2.61 (m, 2H), 2.19 (m,
1H), 1.9 (m, 1H), 1.75-1.1 (m, 10H)

ESI/FIA/HR u MC/MC: [M+H]+=383.2092 (383.2099)

DOnemeHTapHbii aHanmu3: C=59.51(59.67); H=8.12(8.17); N=7.34(7.33)

ITPUMEP 143: 3-(4-AMunoO0yTHIT)-4-TUAPOKCH-4-0KCO-1-(5-perHmmmenTrn)-1,4-
azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 143 moay4daroT UCXOs U3 TPOMEKYTOYHOTO coequHeHUs 21 U S-peHunmneHTaHas
B COOTBETCTBUU C ONIMCAHHBIMU BbIlIE MeToaukamu F u D.

SIMP 'H: (400 MTI'y, D20) 6 yacrt. Ha MutH. 7.33 (t, 2H), 7.26 (d, 1H), 7.21 (t, 1H), 3.6 (m,
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1H), 3.52 (dd, 1H), 3.28 (m, 1H), 3.1 (m, 3H), 2.99 (m, 2H), 2.62 (t, 2H), 2.22 (m, 1H), 1.98
(m, 1H), 1.8-1.6 (maccuBHbIl, 2H), 1.8-1.15 (m, 10H)

ESI/FIA/HR u MC/MC: [M+H]+=397.2251 (397.2256)

OnemeHTapHbiii aHanmuz: C=61.01(60.59); H=7.98(8.39); N=7.12(7.07)

ITPUMEP 145: 3-(4-AMuno0yTui)-4-rugpokcu- 1-[ (4-metuncynbdanundeHun)Me i |-4-
okco-1,4-a3adochunan-3-kapOoHOBAST KUCIOTA

[Tpumep 145 nomydaroT UCXOAS U3 IPOMEKYTOYHOTO coeauHeHus 21 u 4-
GhopMUITHOAHNU30JIAa B COOTBETCTBUM C OTIMCAHHBIMU BbIIIe MeToiMKaMu F u D.

SIMP "H: (400 MT'w, D20) & uacr. Ha min. 7.41/7.37 (2%d, 4H), 4.38/4.17 (2*d, 2H), 3.7/
3.31 (2*m, 2H), 3.45/3.09 (2*m, 2H), 2.92 (m, 2H), 2.49 (s, 3H), 2.22/1.78 (2*m, 2H), 1.92/1.59
(2*m, 2H), 1.58/1.47 (2*m, 2H), 1.22/1.1 (2*m, 2H)

SIMP 3'p: (400 MTI'u, D20) 6 yact. Ha MJIH. 25.9

ESI/FIA/HR u MC/MC: [M+H]+=387.1512 (387.1507)

DJleMEeHTapHBII aHAJIM3:

(C=52.52(52.84); H=6.70(7.04); N=7.35(7.25); S=8.34(8.30)

ITPUMEP 146: 3-(4-AMunoOyTUN)- 1-[(3-KapOoKcupeHUT)MeTUI | -4-TUIPOKCU-4-0KCO- 1 ,4-
azadochuHaH-3-KapOOHOBAS KHCIIOTA

[Tpumep 146 momydaroT UCXOAS U3 IPOMEKYTOUYHOTO COeAMHEHN 21 1 MeTHII-3-
dbopmuiIOeH30aTa B COOTBETCTBUY C OITMCAHHBIMHU BbIlle MeToaAuKkaMu F u D.

SIMP 'H: (400 MT'u, D20) & uacr. Ha mitH. 8.03 (2*m, 2H), 7.7 (d, 1H), 7.59 (t, 1H), 4.52/
4.3 (2%d, 2H), 3.75/3.4 (2*m, 2H), 3.4/3.12 (2*m, 2H), 2.9 (m, 2H), 2.25/1.81 (2*m, 2H), 1.95/
1.58 (2*m, 2H), 1.62-1.43 (maccusbiit, 2H), 1.2/1.1 (2*m, 2H)

SIMP 3'p: (400 MTI'u, D20) 6 yacT. Ha MJIH. 25

ESI/FIA/HR u MC/MC: [M+H]+=385.1522 (385.1528)

DOnemeHTapHbii aHanmu3: C=53.60(53.12); H=6.54(6.56); N=7.42(7.29)

ITPUMEP 147: 3-(4-AMunoOyTumn)- 1-[(4-kapOokcrudeHnT)MeTHIT |-4-TUAPOKCH-4-0KCO- 1 ,4-
azadochunan-3-kapOOHOBAs KUCITOTA

[Tpumep 147 mosyyaroT UCXOIs1 U3 MPOMEKYTOUHOT'O COeIMHEHUS 21 U MeTUI-4-
dhopMUIOEH30aT B COOTBETCTBUM C OTTMCAHHBIMU BBITIIE MeTOoMKaMu F u D.

SMP 'H: (400 MTI'u, D20) 6 yacr. na miH. 8 (d, 2H), 7.6 (d, 2H), 4.52/4.3 (2*d, 2H), 3.75/
3.4 (2*m, 2H), 3.45/3.13 (dd, 2H), 2.9 (m, 2H), 2.28/1.8 (2*m, 2H), 1.9/1.55 (2*m, 2H), 1.55/
1.5 (m, 2H), 1.2/1.1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=385.1524 (385.1528)

DnemeHTapHbIN aHamu3: C=52.66(53.12); H=6.04(6.56); N=7.33(7.29)

ITPUMERP 148: 3-(4-Amuno0OyTun)-1-[[4-(mudTopMeTOKCH ) PeHUIT [METHIT |-4-TUAPOKCH-4-
okco-1,4-a3adochuHan-3-kapOOHOBAS KUCIOTA

ITpumep 148 morydyaroT UCXOIS U3 TPOMEKYTOUHOTO coeTMHEeHUs 21 U 4-(TudTOPMETOKCH)
OeH3aJIb/Ieru/1a B COOTBETCTBUU C ONMCAHHBIMU BbIllle MeToauKaMu F u D.

SIMP 'H: (400 MTI'y, D20) & yacrt. Ha miH. 7.5 (d, 2H), 7.25 (d, 2H), 6.83 (t, 1H), 4.4/4.22
(2*d, 2H), 3.7/3.32 (dd, 2H), 3.45/3.1 (dd, 2H), 2.92 (m, 2H), 2.25/1.78 (2*m, 2H), 1.9/1.6 (2*m,
2H), 1.6/1.46 (2*m, 2H), 1.22/1.1 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=407.1551 (407.1547)

OnemenTtapHbiii aHanmuz: C=50.33(50.25); H=5.97(6.20); N=7.02(6.89)

ITPUMEP 149: 3-(4-AMuno0yTHin)-4-rugpokcu-4-okco-1-[(1S)-1-permmatuin]-1,4-
azadochunan-3-kapOOHOBAS KUCITOTA

[Tpumep 149 nostydyaroT UCXOIs U3 TPOMEXKYTOUHOT'O coelMHeHus 21 u aneTodeHoHa B
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COOTBETCTBUU C OIIMCAHHBIMU BbIlIE MeTOauKaMu F u D.

SIMP 'H: (400 MTI'y, D20) & uact. Ha mutH. 7.5 (11, SH), 4.67 (xBaap., 1H), 3.72/3.53 (2*m,
1H), 3.62/3.41 (2*m, 1H), 3.29/3.13 (2*m, 1H), 3.09-2.9 (m, 1H), 3.09-2.9 (m, 2H), 2.28/2.11
(2*m, 1H), 2-1.65 (m, 1H), 2-1.65 (m, 2H), 1.7 (2*d, 3H), 1.7-1.05 (m, 2H), 1.7-1.05 (m, 2H)

SIMP 3'p: (400 MTI'u, D20) 6 yact. Ha MJIH. 26.4/26.2

ESI/FIA/HR u MC/MC: [M+H]+=355.1807 (355.1781)

DnemeHTapHbIN aHanmu3: C=57.43(57.62); H=7.57(7.68); N=7.96(7.90)

ITPUMEP 150: 3-(4-Amuno0ytun)- 1-[(3,4-mudropdennn)merun]-4-ruapokcu-4-oxco- 1,4-
azadochuHaH-3-kapOOHOBAS KUCIIOTA

[Tpumep 150 monyyaroT UCXOAS U3 MPOMEKYTOUHOTO coeauHenus 21 u 3,4-
mudTopOeH3aIbIerHIa B COOTBETCTBHHY C OIMMCAHHBIMU BhIIIe MeToIMKaMu F u D.

SMP 'H: (300 MI'y, D20) 6 yact. Ha MutH. 7.46-7.22 (m, 3H), 4.28 (AB, 2H), 3.69/3.42
(2m, 2H), 3.34/3.1 (m+dd, 2H), 2.92 (m, 2H), 2.23/1.77 (2m, 2H), 1.92/1.46 (2m, 2H), 1.59
(xBMHT., 2H), 1.22/1.09 (2m, 2H)

SAMP '°F: (300 MT'u, D20) § wact. Ha min. -135.5

SIMP 3!p; (300 MTI'u, D20) 6 yact. Ha MJH. 23

ESI/FIA/HR u MC/MC: [M+H]+=377.1416 (377.1441)

OnemeHTapHbii aHanu3: C=50.40(51.06); H=6.20(6.16); N=7.38(7.44)

ITPUMEP 151: 3-(4-AMunoOyTHi)- 1-[[3-[(TMMeTUIaMUHO )METHIT | -4-TUAPOKCUDEHWUIT |
MeTHIT|-4-TuApOKCcH-4-0Kco-1,4-a3adochruHaH-3-kapOoHOBAS KUCTIOTA

ITpumep 151 nomy4daroT UCXOAS U3 IPOMEKYTOUYHOTO coeaAuHeHus 21 u 3-
(IMMETUIIAMUHOMETU )-4-TUIPOKCU-OEH3aJIbIETH/Ia B COOTBETCTBUU C ONTMCAHHBIMU BBIIIIE
MmeTogukamu F u D.

SIMP 'H: (400 MTI'u, D20) § uacr. Ha MiH. 7.45 (d, 1H), 7.43 (s, 1H), 7.02 (d, 1H), 4.35/
4.18 (2*d, 2H), 4.32/4.28 (2*d, 2H), 3.7/3.3 (2*m, 2H), 3.44/3.08 (dd, 2H), 2.9 (m, 2H), 2.8 (d,
6H), 2.2/1.75 (2*m, 2H), 1.9/1.45 (2*m, 2H), 1.6 (m, 2H), 1.25/1.1 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=414.2155 (414.2157)

DOnemenTapHbiii aHanuz: C=46.97(47.82); H=5.90(6.31); N=7.67(7.97)

ITPUMEP 152: 3-(4-AMuno6ytuin)-1-[(2-propdenun)meTun]-4-ruapokcu-4-okco-1,4-
azadochuHaH-3-KapOOHOBAS KHCIIOTA

[Tpumep 152 nomy4yaroT UCXOAS U3 MPOMEKYTOUYHOTO cOeAMHEHNA 21 1 2-
dbropbeH3anbaeruaa B COOTBETCTBUU C OMIMCAHHBIMU BBbIIIe MeToiMKaMu F u D.

SIMP 'H: (300 MTI'u, D20) 6 wact. HA MaH. 7.5 (m, 2H), 7.26 (m, 2H), 4.41 (sl, 2H), 3.7/
3.35 (2m, 2H), 3.52/3.21 (2m, 2H), 2.94 (m, 2H), 2.22/1.77 (2m, 2H), 1.95/1.49 (2m, 2H), 1.61
(xkBUHT., 2H), 1.28/1.14 (2m, 2H)

SIMP °F; (300 MTI'u, D20) & yacr. Ha MiH. -115

SIMP 3'P: (300 MI'y, D20) & wacr. Ha MiTH. 25.6

ESI/FIA/HR u MC/MC: [M+H]+=359.1530 (359.1535)

DOnemeHTapHbii aHanuz: C=53.34(53.63); H=6.46(6.75); N=7.77(7.82)

ITPUMEP 153: 3-(4-AMuno0ytuin)-1-[(3-propdenun)meTun]-4-ruapokcu-4-okco-1,4-
azadochunan-3-kapOOHOBAs KUCITOTA

[Tpumep 153 nomy4daroT UCXOAS U3 MPOMEKYTOYHOTO coeauHeHns 21 u 3-
dbropbOeH3anbaeruaa B COOTBETCTBUU C OTMIMCAHHBIMU BBbIIIe MeToIMKaMu F u D.

SIMP 'H: (300 MTI'u, D20) 6 yact. Ha MiH. 7.48 (m, 1H), 7.24 (m, 3H), 4.31 (AB, 2H),
3.71/3.35 (2m, 2H), 3.45/3.12 (2m, 2H), 2.92 (m, 2H), 2.24/1.77 (2m, 2H), 1.93/1.46 (2m, 2H),

Crp.: 92



10

5

20

25

30

35

40

45

RU 2729641 C2

1.58 (xBuHT., 2H), 1.22/1.1 (2m, 2H)
SAMP °F: (300 MTI', D20) 6 vact. Ha MITH. -112

SAMP 3'p: (300 MTI'u, D20) 6 yact. Ha MJH. 22.9

ESI/FIA/HR u MC/MC: [M+H]+=359.1536 (359.1535)

DneMeHTapHbIl aHanu3: C=53.15(53.63); H=6.41(6.75); N=7.83(7.82)

I[TPUMEP 154: 3-(4-AMuH0OyTHIN)- 1 -[(6-aMHUHOTTA PUITUH-3-WIT)METUI | -4-TUAPOKCH-4-OKCO-
1,4-a3adochunan-3-kapboHoBasI KUCIOTA

ITpumep 154 nomy4daroT UCXOAS U3 IPOMEKYTOUHOTO coeauHenus 21 u 2-(Boc-amuno)
MUPUINH-5-KapOOKCalb/Ieruia B COOTBETCTBUU C OMIMCAHHBIMU BbIlIe MeToMKaMu F u D.

SIMP 'H: (400 MTI'y, D20) & yact. Ha MaH. 7.97 (d, 1H), 7.61 (dd, 1H), 6.71 (d, 1H), 4.18
(AB, 2H), 3.67/3.29 (2m, 2H), 3.42/3.05 (2m, 2H), 2.93 (m, 2H), 2.22/1.77 (2m, 2H), 1.93/1.47
(2m, 2H), 1.59 (xBuHT., 2H), 1.25/1.11 (2m, 2H)

SIMP 3'p: (400 MTI'u, D20) & yact. Ha MJIH. 23.2

ESI/FIA/HR u MC/MC: [M+H]+=357.1696 (357.1691)

DOnemenTapHbii aHanuz: C=51.09(50.56); H=6.51(7.07); N=15.78(15.72)

ITPUMEP 155: 3-(4-AMuHOOY THIT)-4-TUAPOKCH-4-0KCO- 1-[ (2-heHokcudennn)-meTum |- 1,4-
azadochunan-3-kapOOHOBAS KUCITOTA

ITpumep 155 mostyyaroT UCXOAs1 U3 MPOMEKYTOUHOTO COeTUHEHU 21 U 2-
(dheHOKCcHOEH3abIeTHIa B COOTBETCTBHUHU C OTIMCAHHBIMU BBIIIe MeToMKaMu F u D.

SIMP 'H: (300 MT'y, D20) & uacr. Ha M. 7.47 (t, 1H), 7.41 (t, 2H), 7.27-7.09 (m, 4H),
7.05 (d, 2H), 4.27 (AB, 2H), 3.68/3.3 (2m, 2H), 3.46/3.07 (2m, 2H), 2.91 (m, 2H), 2.23/1.76
(2m, 2H), 1.93/1.46 (2m, 2H), 1.6 (kBunT., 2H), 1.15 (m, 2H)

SAMP 3'p; (300 MTI'u, D20) 6 yact. Ha MJIH. 25.8

ESI/FIA/HR u MC/MC: [M+H]+=433.1894 (433.1892)

DneMmeHTapHbIi aHanu3: C=61.51(61.10); H=6.57(6.76); N=6.61(6.48)

I[TPUMEP 156: 3-(4-AMun00yTHN)- 1 -[[2-(4-x510phennT)heHn |MeThi | -4-TuapoKcr-4-
okco-1,4-a3adochunan-3-kapOoHOBAS KUCIIOTA

[Tpumep 156 momyyaroT UCXOS U3 TPOMEKYTOUHOTO coenuHeHus 21 u 2-(4-xmopdenn)
OeH3aJIbJeruaa B COOTBETCTBUY C OITMCAHHBIMU Bbllle MeToAUKaMu F u D.

SIMP 'H: (300 MT'y, D20) & uacr. na MiH. 7.6/7.52/7.4 (m, 3H), 7.52/7.34 (2d, 4H), 4.35
(AB, 2H), 3.4/3.1 2m, 2H), 3.17/2.86 (2m, 2H), 2.94 (m, 2H), 2.09/1.64 (2m, 2H), 1.85/1.35
(2m, 2H), 1.58 (m, 2H), 1.08 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=451.1559 (451.1553)

DneMeHTapHbIN aHanu3: C=58.24(58.60); H=5.82(6.26); N=6.48(6.21)

I[TPUMEP 157: 3-(4-AMuno0yTHN)- 1-[(2-6Opombernn)meTnn |-4-TugpoKcu-4-okco-1,4-
azadochuHaH-3-kapOOHOBAS KUCIIOTA

ITpumep 157 nomydaroT UCXOAS U3 IIPOMEKYTOYHOTO COeAMHEHUs 21 1 2-
OpomOeH3aIpaeTHAa B COOTBETCTBUM C ONTMCAHHBIMU BhITIe MeToaukamMu F u D.

SIMP 'H: (300 MT'y, D20) & uacr. Ha MiH. 7.75 (dl, 1H), 7.53 (dd, 1H), 7.45 (tl, 1H), 7.39
(td, 1H), 4.44 (AB, 2H), 3.74/3.43 (2m, 2H), 3.5/3.28 (2m, 2H), 2.94 (m, 2H), 2.24/1.79 (2m,
2H), 1.95/1.5 (2m, 2H), 1.6 (m, 2H), 1.26/1.1 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=419.0732 (419.0735)

DnemeHTapHbIl aHanmu3: C=45.33(45.84); H=5.29(5.77); N=7.00(6.68)

ITPUMEP 159: 3-(4- AMunoOyTIi)-4-runpokcu-4-oxco-1-[(2-okco- 1,3-AuruiponHa0-5-
un)metun]-1,4-azadochunan-3-kapoboHOBasT KUCTIOTA

[Tpumep 159 mosryyaroT UCXOASI U3 MPOMEKYTOUHOT'O COCAUHEHUA 21 U OKCUHAO0-5-
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KapOoKcajbJieruaa B COOTBETCTBUU C OITMCAHHBIMU BbIllle MeToAuKaMu F u D.

SIMP 'H: (300 MTI'u, D20) & uact. Ha mits. 7.35 (d, 1H), 7.3 (dd, 1H), 7 (d, 1H), 4.35/4.15
(dd, 2H), 3.7/3.3 (2m, 2H), 3.6 (dd, 2H), 3.4/3.1 (2dd, 2H), 2.9 (m, 2H), 2.2/1.75 (2m, 2H), 1.9/
1.45 2m, 2H), 1.58 (m, 2H), 1.3-1 (2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=396.1692 (396.1688)

DOnemeHTapHblit aHanuz: C=54.70(54.68); H=6.42(6.63); N=10.57(10.63)

ITPUMEP 160: 3-(4-AMuno0ytuin)-4-ruapokcu-1-[[2-(3-metu-1,2,4-okcaauazon-5-ui)
denmn|metui]-4-okco-1,4-a3adochunan-3-kapOoHOBasE KUCITIOTA

[Tpumep 160 nomy4daroT UCXOAS U3 TPOMEKYTOUHOTO coemHenus 21 u 2-(3-metui-1,2,4-
OKCaIMa30J1-5-U1)0eH3aIbern1a B COOTBETCTBUU C ONTMCAHHBIMHU BbIlIe MeToiMKaMu F u D.

SIMP 'H: (400 MTI', D20) & yact. Ha MiH. 8.26 (d, 1H), 7.72 (m, 2H), 7.65 (d, 1H), 4.78/
4.36 (2*d, 2H), 4/3.55 (m, 2H), 3.44/3.25 (m, 2H), 2.91 (m, 2H), 2.5 (s, 3H), 2.31/1.88 (m, 2H),
1.88/1.49 (m, 2H), 1.58 (m, 2H), 1.22/1.02 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=423.1801 (423.1797)

DOnemeHTapHbli aHanu3: C=53.57(54.02); H=6.25(6.44); N=12.77(13.26)

ITPUMEP 161: 3-(4-AMuUHOOYTUI)-4-TUIPOKCHU- 1 -[[2-[ 2-MeTUIT-5-(TpUBTOPMETHIT) TUPA30JI-
3-un]denun]metun]-4-okco-1,4-a3adochunan-3-kapOoHOBAS KMCIIOTA

ITpumep 156 nomydaroT UCXOAS U3 MPOMEKYTOYHOTO coeauHenus 21 u 2-[1-metnn-3
(Tpudropmerun)- 1 H-mupazon-5-un]oeH3anbaeruaa B COOTBETCTBUM C OTTMCAHHBIMU BBIIIIE
meroaukamu F u D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha muts. 7.71 (d, 1H), 7.67 (t, 1H), 7.63 (t, 1H), 7.48 (d,
1H), 6.83 (s, 1H), 4.3/4.18 (dl, 2H), 3.53/3.21 (m, 2H), 3.27 (s, 3H), 3.27/3.03 (m, 2H), 2.94 (m,
2H), 2.18/1.71 (m, 2H), 2.18/1.43 (m, 2H), 1.6 (m, 2H), 1.18/1.1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=489.1903 (489.1878)

DnemeHTapHbii aHanmuz: C=51.66(51.64); H=5.61(5.78); N=11.25(11.47)

ITPUMEP 162: 3-(4-Amuno0ytumn)-1-[[2-(2,4-nudTopdenun)peHun | MeTun | -4-rTuIpoKCcH-
4-okco-1,4-a3apochunan-3-kapOOHOBAS KUCIOTA

[Tpumep 162 nmonyvaroT UCXO/ISI U3 TPOMEKYTOUHBIX COeqMHEHMI 21 1 287 B COOTBETCTBUU
C OIMCAaHHBIMU BbIlIe MeTOAUKaMHU F u D.

SIMP 'H: (400 MTI'u, D20) & yact. Ha MJIH. 7.65 (m, 1H), 7.57 (m, 2H), 7.4 (m, 1H), 7.34
(m, 1H), 7.1 (2*m, 2H), 4.45-4 (m, 2H), 3.7-2.8 (m, 2H), 3.7-2.8 (m, 2H), 2.93 (m, 2H), 2.15/
1.66 (2*m, 2H), 1.88/1.6 (2*m, 2H), 1.6/1.38 (2*m, 2H), 1.15/1.05 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=453.1745 (453.1754)

DOnemeHTapHbli aHanmuz: C=58.27(58.40); H=6.09(6.01); N=6.17(6.19)

ITPUMEP 163: 3-(4-AMuno0ytuin)-1-[[2-bTop-6-(4-ruapoxcudennn)dern|-meTu]-4-
TUIPOKCHU-4-0KCco-1,4-a3adochrnan-3-kapOOHOBAs KUCITOTA

[Tpumep 163 monaydaroT UCXOAS U3 MTPOMEKYTOUYHOTO coeauHeHus 21 u 2-prop-6-(4-
TUIPOKCUGBEHIIT)OEH3aTbIETHIa B COOTBETCTBUM C ONMCAHHBIMHU BbIlIe MeToAuKamu F u D.

SIMP 'H: (400 MTI'n, D20) 6 yact. Ha MaH. 7.52 (m, 1H), 7.27 (m, 1H), 7.22 (d, 2H), 7.19
(m, 1H), 6.98 (d, 2H), 4.41 (dd, 2H), 3.45/3.09 (m, 2H), 3.16/2.9 (m, 2H), 2.94 (m, 2H), 2.09/
1.64 (m, 2H), 1.86/1.35 (m, 2H), 1.59 (m, 2H), 1.08 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=451.1813 (451.1798)

DOnemenTapHbiii aHanmuz: C=58.33(58.66); H=5.35(6.27); N=6.49(6.22)

ITPUMEP 164: 3-(4-Amuno0yTui)-1-[[2-(1,3-6eH30110KCcOI-5-1T)peHuT | MeTh |-4-
TUIPOKCHU-4-0KCO-1,4-a3adochrnan-3-kapOOHOBAs KUCITOTA

[Tpumep 164 rosryqaroT UCXOAs U3 MPOMEKYTOUYHBIX COEAUHEHUI 21 1279 B COOTBETCTBUH
C OIIMCAHHBIMM BbIIIEe MeTOAUMKaMu F u D.
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SIMP 'H: (400 MT'y, IMCO-d6) & uacr. va MutH. 8.2-7.9 (s, 3H), 7.45 (d, 1H), 7.3 (m, 2H),
7.15 (d, 1H), 6.95 (dd, 1H), 6.95 (s, 1H), 6.8 (dd, 1H), 6.05 (s, 2H), 3.5 (d, 1H), 3.4 (d, 1H), 2.9
(m, 1H), 2.7 (t, 2H), 2.55 (m, 1H), 2.35 (m, 1H), 2.25 (m, 1H), 1.7 (m, 1H), 1.6-1 (m, 7H)

ESI/FIA/HR u MC/MC: [M+H]+=461.1854 (461.1841)

DOnemenTapHbii aHanmu3: C=60.04(59.99); H=6.06(6.35); N=5.62(6.08)

ITPUMEP 165: 3-(4-AMuH0OyTHIT)-4-TUAPOKCH- | -[[2-(6-MeTOKCUTTUPUINH-3-1T ) peHnn ]
MeTui]-4-okco-1,4-azadochunan-3-kapoboHoBas KUCIOTA

[Tpumep 165 monydaroT UCXOAS U3 MPOMEKYTOUHOTO coeuHeHus 21 u 2-(6-MeToKcU-3-
MMPUIMHUAIT)OEH3AJIb/IETHAA B COOTBETCTBUM C OITMCAHHBIMU BbIlIe MeToauKaMu F u D.

SIMP 'H: (300 MTI'y, D20) 6 yact. Ha miH. 8.05 (s, 1H), 7.75 (dd, 1H), 7.6 (m, 1H), 7.5 (m,
2H), 7.35 (m, 1H), 6.95 (d, 1H), 4.4 (d, 1H), 4.25 (d, 1H), 3.9 (s, 3H), 3.55-3.3 (m, 1H), 3.3-3.1
(m, 1H), 3.1 (m, 1H), 2.95 (t, 2H), 2.85 (m, 1H), 2.1 (m, 1H), 1.85 (m, 1H), 1.75-1.5 (m, 3H),
1.35 (m, 1H), 1.2-0.95 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=448.1996 (448.2001)

OnemeHTapHbli aHanmu3: C=59.45(59.05); H=6.75(6.76); N=9.12(9.39)

ITPUMEP 166: 3-(4- AMuHOOYTHI)-4-TUIPOKCU-4-0KCO-1-[[2-(6-0KCcOo- 1 H-upuauH-3-1)
dbenun|merun]-1,4-a3adochunan-3-kapOoHOBasT KUCIOTA

ITpumep 166 rosry4aroT UCXOAs U3 MPOMEKYTOUYHBIX COeAUHEHUI 21 1 237 B COOTBETCTBUH
C OIIMCAHHBIMU BbIlIE MeToauKaMu F u D.

SIMP 'H: (300/400 MT'yy, D20) & uacr. Ha Muts. 7.7 (dd, 1H), 7.6 (s, 1H), 7.6-7.3 (2*m, 2H),
6.7 (d, 1H), 4.35 (m, 2H), 3.6-3.4 (m, 1H), 3.4-3.05 (m, 2H), 3 (m, 1H), 2.9 (t, 2H), 2.1 (m, 1H),
1.85 (m, 1H), 1.7 (m, 1H), 1.6 (m, 2H), 1.4 (m, 1H), 1.25-0.95 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=434.1860 (434.1844)

DneMeHTapHbIN aHanu3: C=58.86(58.19); H=6.27(6.51); N=9.89(9.69)

I[TPUMEP 167: 3-(4-AmunoOyTHIN)-4-rUapokcu- 1 -[(2-umumasol 1,2-a]mpuaus-3-undeHun)
MeTHI|-4-0kco-1,4-a3adochunan-3-kapOboHoBas KUCIOTA

ITpumep 167 nosmyqaroT UCXOAs U3 TPOMEKYTOUHBIX COEAUHEHUIN 21 1 227 B COOTBETCTBUM
C OIIMCAHHBIMU BbllIe MeToauKaMu F u D.

SIMP 'H: (300 MT'y, D20) & uacr. Ha miH. 7.98 (d, 1H), 7.68 (s, 1H), 7.65 (d, 1H), 7.65
(rm, 2H), 7.52 (m, 1H), 7.45 (dd, 1H), 7.22 (m, 1H), 6.98 (t, 1H), 4.25 (m, 2H), 3.45/3.1 (2*m,
2H), 2.9 (m, 2H), 2.85 (m, 2H), 2.12/1.55 (2*m, 2H), 1.8/1.55 (2*m, 2H), 1.55/0.95 (2*m, 2H),
1.28/0.95 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=457.2004 (457.20046)

DnemeHTapHbii aHanuz: C=59.82(60.52); H=5.48(6.40); N=11.98(12.27)

ITPUMEP 168: 3-(4-AMuno0ytuin)-1-[(2-xmopdeHnn)MeTh |-4-ruapoKcu-4-okco-1,4-
azadochunan-3-kapOOHOBAs KUCITOTA

ITpumep 168 mosryyaroT UCXOAs1 U3 MPOMEKYTOUHOTO COeTUHEHUA 21 U 2-
XJIOPOEH3aJIb/IETHIa B COOTBETCTBUU C ONTMCAHHBIMU BbIllle MeToAuKaMu F u D.

SIMP 'H: (400 MT'u, D20) & uact. Ha MiH. 7.58/7.53 (2*d, 2H), 7.48/7.4 (2*m, 2H), 4.44
(m, 2H), 3.71/3.41 (2*m, 2H), 3.51/3.28 (2*m, 2H), 2.94 (m, 2H), 2.22/1.78 (2*m, 2H), 1.95/
1.61 (2%m, 2H), 1.6/1.49 (2*m, 2H), 1.28/1.11 (2*m, 2H)

SAMP 3'p; (400 MTI'u, D20) 6 yact. Ha MJIH. -25.5

ESI/FIA/HR u MC/MC: [M+H]+=375.1235 (375.1240)

OneMmeHTapHbId aHanu3: C=51.58(51.27); H=6.22(6.45); N=7.65(7.47)

ITPUMEP 169: 3-(4-AMunoOyTin)-4-ruapokcu-4-okco-1-[(1R)-1-bpenunatun]-1,4-
azadochuHaH-3-kapOOHOBAS KUCIIOTA
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[Tpumep 169 nostyyaroT UCXOIs U3 TPOMEXKYTOUYHOTO coelMHeHus 21 u aneTodeHOHa B
COOTBETCTBUU C OIMCAHHBIMU BhIlIE MeTOAUKamMu F u D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MyH. 7.5 (m, SH), 4.67 (xBaap., 1H), 3.72/3.53 (2*m,
1H), 3.62/3.41 (2*m, 1H), 3.29/3.13 (2*m, 1H), 3.09-2.9 (m, 1H), 3.09-2.9 (m, 2H), 2.28/2.11
(2*m, 1H), 2-1.65 (m, 1H), 2-1.65 (m, 2H), 1.7 (2*d, 3H), 1.7-1.05 (m, 2H), 1.7-1.05 (m, 2H)

SIMP *'P: (400 MT'i, D20) & wacr. Ha MiTH. 26.4/26.2

ESI/FIA/HR u MC/MC: [M+H]+=355.1783 (355.1786)

OnemeHTapHbli aHanmu3: C=58.22(57.62); H=7.85(7.68); N=8.04(7.90)

ITPUMEP 170: 3-(4-AMuno0yTHIT)-4-TUAPOKCU-4-0KCO-1-[(2-permnpenun)metumn]-1,4-
azadochuHaH-3-KapOOHOBAS KHCIIOTA

[Tpumep 170 nomy4daroT UCXOAS U3 MIPOMEKYTOUYHOTO coeaAuHeHnd 21 u 2-
(dennnben3anbaeruaa B COOTBETCTBUM C ONTMCAHHBIMU BbIle MeToaukamu F u D.

SIMP 'H: (400 MTI'uy, AMCO-d6) 6 yact. Ha MitH. 7.65-7.3 (m, 6H), 4.33 (AB, 2H), 3.43-3
(m, 3H), 2.92 (dd, 1H), 2.82 (m, 2H), 2.06/1.57 (2m, 2H), 1.83/1.33 (2m, 2H), 1.57 (m, 2H),
1.08 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=417.1945 (417.1943)

DOnemeHTapHbii aHanu3: C=63.68(63.45); H=6.84(7.02); N=6.85(6.73)

I[TPUMEP 171: 3-(4-Amun0OyTHN)- 1 -[[2-(pypan-3-mm)dernn | MeTu ] -4-TuApOKCcU-4-0KCo-
1,4-a3adochunan-3-kapOboHOBasI KUCIOTA

ITpumep 171 nosmy4aroT UCX0As U3 MPOMEKYTOUHBIX coeAMHEHUI 21 1 290 B COOTBETCTBUH
C ONMCaHHBIMMU BbIllIEe MeTOAUKaMu F u D.

SIMP 'H: (400 MTI'w, D20) & uacr. a MutH. 7.68 (m, 1H), 7.65 (m, 1H), 7.58-7.44 (m, 4H),
6.63 (m, 1H), 4.49/4.4 (2*d, 2H), 3.5/3.22 (2*m, 2H), 3.34/3.01 (2*m, 2H), 2.94 (m, 2H), 2.1/
1.68 (2*m, 2H), 1.69/1.6 (2*m, 2H), 1.59/1.41 (2*m, 2H), 1.18/1.08 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=407.1736 (407.1735)

DneMmeHTapHbIM aHanu3: C=59.20(59.11); H=7.12(6.70); N=7.00(6.89)

I[TPUMEP 172: 3-(4-AMuHOOY T )-4-TUIPOKCH- 1 -[[2-(3-TrapoKcHub eI ) peHUT | -MeTHIT ]
-4-okco-1,4-a3adocrHan-3-kapOOHOBAS KMCIIOTA

ITpumep 172 nosmyqaroT UCXOAs U3 MPOMEKYTOUHBIX COeAUHEHUI 21 1 281 B COOTBETCTBUM
C OIMCaHHBIMM BbIllIE MeTOAUKaMu F u D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MiH. 7.52 (m, 2H), 7.39 (m, 1H), 7.39 (m, 1H), 7.29
(d, 1H), 6.95 (dd, 1H), 6.9 (dl, 1H), 6.85 (sl, 1H), 4.44/4.29 (d, 2H), 3.38/3.13 (m, 2H), 3.2/2.85
(m, 2H), 3.13/1.36 (m, 2H), 2.94 (m, 2H), 2.1-1.65 (m, 2H), 1.59 (m, 2H), 1.13/1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=433.1895 (433.1892)

DneMeHTapHbIN aHanu3: C=61.64(61.10); H=6.51(6.76); N=6.73(6.48)

[TPUMEP 173: 3-(4-AvunoOy1un)- 1-[[2-(4-x10pdennn)-4-propdernn]-metni]-4-ruapokcu-
4-oxco-1,4-a3adochunan-3-kapOoHOBAS KUCTIOTA

ITpumep 173 nosryqaroT UCXOAs U3 MPOMEKYTOUHBIX coeAUHEHUH 21 1 220 B COOTBETCTBUM
C OIMCaHHBIMMU BblIlIE MeTOAUKaMu F u D.

SIMP 'H: (400 MTI', D20) & yact. Ha MaH. 7.59 (dd, 1H), 7.51 (d, 2H), 7.32 (d, 2H), 7.23
(td, 1H), 7.14 (dd, 1H), 4.3 (AB, 2H), 3.37/3.06 (2m, 2H), 3.11/2.81 (2m, 2H), 2.92 (m, 2H),
2.06/1.62 (2m, 2H), 1.83/1.33 (2m, 2H), 1.56 (m, 2H), 1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=469.1470 (469.1459)

DneMeHTapHbId aHanu3: C=56.07(56.35); H=5.39(5.80); N=6.03(5.97)

[TPUMEP 174: 3-(4- AMuHOOYTHI)-4-TUIPOKCU-4-0KCO- 1 -[(2-TTpomnaH-2-undeHunn)MeTH|
-1,4-a3adocunan-3-kapOoOHOBAS KUCITOTA
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ITpumep 174 mosryyaroT UCXOs1 U3 IPOMEKYTOUHOI'O COeIMHEHU 21 U 2-
U30MPONUIIOCH3ATBIETHIa B COOTBETCTBUU C ONMMMCAHHBIMU BbIlIE MeToiukamu F u D.

SIMP 'H: (500 MTI'w, D20) § uacr. Ha mutn. 7.49 (d, 1H), 7.45 (t, 1H), 7.38 (d, 1H), 7.28 (t,
1H), 4.39 (dd, 2H), 3.65 (dd, 1H), 3.5 (dd, 1H), 3.35 (m, 1H), 3.21 (dd, 1H), 3.09 (m, 1H), 2.91
(m, 2H), 2.17 (m, 1H), 1.93 (m, 1H), 1.74 (m, 1H), 1.58 (m, 2H), 1.47 (m, 1H), 1.24 (m, 1H),
1.2/1.18 (2*s, 6H), 1.1 (m, 1H)

ESI/FIA/HR u MC/MC: [M+H]+=383.2097 (383.2099)

DneMeHTapHbIN aHau3: C=59.45(59.67); H=8.00(8.17); N=7.60(7.33)

I[TPUMEP 175: 3-(4-Amuno0ytun)-1-[[2-(3,4-muxnopdernn)peHnn [MeThIT|-4-TUAPOKCH-
4-oxco-1,4-a3adochunan-3-kapOoHOBaAS KUCTIOTA

ITpumep 175 nosmyqaroT UCX0As U3 MPOMEKYTOUHBIX COEAUHEHUI 21 1215 B COOTBETCTBUM
C OIIMCAHHBIMU BbllIe MeToauKaMu F u D.

SIMP 'H: (300 MI'y, D20) & wacr. Ha mits. 7.62 (d, 1H), 7.6 (m, 1H), 7.54 (d, 1H), 7.52 (m,
2H), 7.37 (m, 1H), 7.24 (dd, 1H), 4.34 (AB, 2H), 3.45/3.07 (2m, 2H), 3.12/2.83 (2m, 2H), 2.93
(m, 2H), 2.1/1.63 (2m, 2H), 1.84/1.33 (2m, 2H), 1.57 (m, 2H), 1.04 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=485.1158 (485.1163)

DneMeHTapHbIN aHanu3: C=54.91(54.44); H=5.37(5.61); N=5.35(5.77)

I[TPUMEP 176: 3-(4- AMuHOOY THIT)-4-TUAPOKCH-4-0KCO- 1 -[(3-heHnnTuodeH-2-un)MeT|
-1,4-a3adochunan-3-kapOoOHOBaAS KUCITOTA

ITpumep 176 nosryqaroT UCXOAs U3 TPOMEKYTOUHBIX COeAUHEHUH 21 1 284 B COOTBETCTBUM
C OINMCaHHBIMM BbIlIE MeTOAUKaMH F u D.

SIMP 'H: (300 MTI'u, D20) 6 vacrt. Ha mutH. 7.62 (d, 1H), 7.49 (t, 2H), 7.44 (t, 1H), 7.4 (d,
2H), 7.17 (d, 1H), 4.6 (AB, 2H), 3.52/3.13 (2m, 2H), 3.13/2.73 (2m, 2H), 2.91 (m, 2H), 2.12/
1.66 (2m, 2H), 1.81/1.26 (2m, 2H), 1.55 (m, 2H), 0.97 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=423.1525 (423.1507)

DneMeHTapHbIN aHanu3: C=56.76(56.86); H=6.46(6.44); N=7.19(6.63); S=7.30(7.59)

Meroauka G: XupaabHOE pa3IeiIeHUe JUacTePEOU30MEPOB MIPOMEKYTOUHOTO COEAUHEHUS
20b

[TpomexyTtounoe coenunenue 128: tper-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMHMHO |0y THIT } - 1 -OeH3uIT-4-3TOKCH-4-0KCco- 1 ,4-a3adochrHan-3-kapOokcuiat

B tpexropayio koia0y o6beMoM 1 JI, OCHAIIIEHHYIO MEXaHUYECKOM MEIIaIKOM,
MocsIeTIoBaTeIbHO 1mo1 atMochepoit aprora BBoasaT JAMCO (30 mir) u 60%-w1it NaH (6.78 T,
186.6 mmouteit, 1.6 2xB.). KonOy BbIIep)KHMBAIOT ITpU KOMHATHOMN TeMIIepaType C
UCTIONIb30BAHUEM BOISIHOM Oanu. PacTBop mpomexxyTounoro coeaunenus 204 (41.1r, 116.7
Mmmorieit, 1.1 3kB.) B AMCO (25 mut) 3aTeM J0OaBISIOT IO KAIUJISIM B T€UE€HUE 5 MUHYT. 3aTeM
JOOABIISIOT IO KAIUISIM PAacTBOP MPOMEKYTOUHOTO coeauuenus 19 (37.54 r, 106 mMorteii) B
JAMCO (100 mn), nogaepxkusasi remnepatypy Huwke 20°C. Ha camom aene, no6asieHue
BBI3bIBAET 3HAUUTEIILHOE HATPEBAHUE U CUIIBHOE YTOJIILIEHUE PEAKUMOHHOM cpeapl. Ilocre
OKOHYaHUs 10o0aBieHus, 3atem 100asisaoT 100 M 6e3BogHoro TT'D st moanepraHust
nepememrBanus. Yepes 3 4. peakKLIMOHHYIO CMECh OXJIAXKIAIOT P ITOMOIIM OAHU C JIEASHOMN
BOJIOW M TMAPOJIM3YIOT yTeM JobasieHus 500 mu HaceiieHHoro pactBopa NH4CI. ITocne

4yero cMechb 3KCTparupyrot nocpeacrsoM AcOEt (3x300 mu). ITocne 3Toro oprannyeckue
(da3bl 00BEIUHSIOT, TPOMBIBAIOT HACKIIIEHHBIM pacTBOpoM NaCl (2x300 mut), ¥ cymiaT HaJl
MgSOy4 neper KOHIEHTPUPOBAHUEM IO/1 CHUKEHHBIM J1aBJICHUEM, UYTOOBI ITOJIYYUTh TBEPIOE

BEILIECTBO JKEJITOBATOIO LBeTa (69.94 1), cMech U3 4 IMacTepeou30MeEPOB. 4 IMacTepeon3oMepa
MMPOMEKYTOYHOTO coeAMHEHUs 20b pa3esstoT Ha 2,5 KT XMpajabHOW KOoJIoHKe Tuma (R,R)-
Whelk-O-1 B maptusx o 8 T, Kaxkaas nmaptus TpedyeT 2 IpOoITyCKaHUs TIPH CIICYIOMINX
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YCIIOBHSIX:

1°° npomyckanue:

Cwecs, coepikaliyro 4 ruacrepeonzoMmepa poMekyTouyHoro coenuaenus 20b (8 r ceiporo
MPOAYKTA), OCAKIAAIOT HA XUpaibHOU KOJIOHKE TuMa (R,R)-Whelk-O-1 B 2.5 kr, npuMeHsis B
kauecTBe moABWkHOM (a3bl JAXM/renrtan (55:45) + 10% NEt3, 4TOOBI BBIIEIUTH

acrepeonzomMep 4 (IpUCBOEHHBIN HOMEP, COOTBETCTBYIOLMIA ITOPSIKY BBIXOAA U3 KOJIOHKH)
IIPOMEXYTOYHOI'0 coeuHeHus 20b.

2°° npomnyckanue:

Cwmech, conepkalyro 3 AMacTepeon3omMepa, OCTABIIMXCS OT IPOMEKYTOUHOI'O COEAUHEHUS
20b, ocaxkgaroT Ha xupaiabHoM KojioHke Thna (R,R)-Whelk-O-1 B 2.5 Kr npuMeHsIsi B KAUECTBE
noaBwkHoM ¢a3zsl MTBE + 10% JIDA, uTOObI BBIACIUTH TUACTEPEOU3OMep 2.

ITocre 9 BpbICKUBaHMA, (hpaKIUK, COJIEPIKAIINE TUACTEPEOu3oMephl 2 1 4
MIPOMEKYTOYHOTO coeArHeHust 20b, 3aTeM COOMPAIOT U BHIMTAPUBAIOT MO]I CHUKEHHBIM
JaBJIEHUEM, YTOOBI IOJIYYUTh IPOMEXYTOUHOE coenuHenue 128 (25.2 r, 40.3 mmouteit),
YETBEPTUYHBIN yriepoa KoHdurypauuu (S) ¢ Beixoaom 38%.

SIMP 'H: (400 MT'u, AMCO-d6) 6 uacr. Ha MyH. 7.3 (m, 5H), 4 (m, 2H), 3.6 (d, 1H), 3.4
(d, 1H), 3.35 (m, 2H), 2.9 (m, 1H), 2.8 (dd, 1H), 2.45 (dd, 1H), 2.3 (m, 1H), 1.9 (m, 4H), 1.4
(m, 2H), 1.38 (s, 18H), 1.35 (s, 9H), 1.2 (t, 3H), 0.8 (3, 2H).

UK (em™'): 1760-1680 cm™! (C=0), 1124 cm™! (P=0), 1124 em™! (C-O-C).

[TpomexyTrounoe coenunenue 129: rpetr-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMUHO |0y TuI }-4-3TOKCU-4-0KCO-1,4-a3aochuHan-3-kapOoKcuIaT

B xo1n16e 06BeMom 500 M1 IpH TeMITepaType OKPYKaroIel Cpeabl ¥ 101 TOTOKOM aproHa
MOCJIEAOBATEIILHO BBOJAT MMPOMEKYTOUHOE coeauHenue 128 (30.35 r, 48.6 Mouieit), 3TaHO
(200 M), Pd/C (3.03 1, 10 mac. %) u 37%-yro HCI (3 M1, 0.8 9kB.). 3aTeM aproH 3aMeHSIOT
atMocdepoit Bogoposa. Peakuuto nmoaseprarot XKX/MC. Uepes 4 1. peakuus siBISIETCS
3aBEPILIEHHOM, U KATAIM3aTOP OT(PUIBTPOBBIBAIOT HA CTEKIIOBOJIOKHE. DUIIBTPAT BHIMTAPUBAIOT
JIOCyXa, YTOOBI TTOJYUUTD KEJITOE MACIIO, KOTOPOE IKCTparupyroT mpu nomoinu AcOEt (200
M) 1 tocpenctBoM 10%-ro pacrBopa NaHCOj5 (200 m). [Tocrie oTcTanBanus, BogHyto dhaszy

skcTparupytoT rmpu nomoiny AcOEt (3x100 mur). Opranuueckue $ha3pl 0OObEAUHSIOT, 3aTEM
IIPOMBIBAIOT HACKIEHHBIM pacTBOpoM NaCl (400 mu), cymiat Hag MgSO,4 U KOHIEHTPUPYIOT,

YTOOBI MOIYUYUTh IPOMEKYTOUHOE COeTMHEHHE 129 B BUE TBEPIOTO BEIIECTBA OEI0T0 IIBETA
(23.12 1, 43.24 mMmodelt) ¢ BeIxo10M 89%.

SIMP 'H: (AMCO-dg, 400 MT'nr) 6 4.01 1o 3.88 (m, 2H), 3.47 (m, 2H), 2.95-2.68 (2m, 2H),

2.95 (m, 2H), 2.23 (m, 1H), 1.92-1.68 (m, 4H), 1.48 (m, 2H), 1.44 (s, 9H), 1.41 (s, 9H), 1.3 (s,
9H), 1.27/0.97 (2m, 2H), 1.24/0.97 (2t, 3H).

UK (em™): 1715-1692 em™! (C=0), 1125 em™!, (C-0-C).

I[TPUMEP 177: (3S)-3-(4- AMuHOOYTHIT)- | -OeH3MIT-4-TUApOKCH-4-0KCO- 1 ,4-a3adochuHaH-
3-xapOoHOBas KUCIOTa

ITpumep 177 nonydaroT UCXOAS U3 IIPOMEKYTOUYHOTO COEAMHEHUs 128 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MmiH. 7.49 (m, SH), 4.41/4.21 (2d, 2H), 3.7/3.32 (2m,
2H), 3.5/3.1 2m, 2H), 2.91 (m, 2H), 2.22/1.78 (2m, 2H), 1.92 (m, 1H), 1.6 (m, 2H), 1.45 (m,
1H), 1.22/1.1 2m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=341.1638 (341.1630)

DnemeHTapHbIN aHanmu3: C=56.43(56.46); H=7.33(7.40); N=8.20(8.23)
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BC: -45.630 (589 um, T=20°C, C=1.1)

ITpomexxyTounoe coenuuenue 131: Tper-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKaPOOHWUIT)
aMuHO |0y Tui }-1-[[2-(3,4-numeTokcudennn )-4-hropbdeHnn |MeTr |-4-3ToKkcu-4-okco- 1,4-
azadochunan-3-kapOokcuIaT

[TpomexyTouHoe coequHeHue 131 momy4aroT UCXOIS U3 MPOMEKYTOUYHBIX COSTMHEHUMN
129 1 229 B COOTBETCTBUHU C OIMUCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MitH. 7.5 (dd, 1H), 7.15 (m, 1H), 7.05 (m, 2H),
6.9 (m, 2H), 3.95 (m, 2H), 3.8 (2s, 6H), 3.55 (d, 1H), 3.35 (d, 1H), 3.3 (m, 2H), 2.85-2.65 (m,
2H), 2.35 (dd, 1H), 2.25 (m, 1H), 2-1.75 (m, 4H), 1.45-1.3 (m, 2H), 1.4 (s, 18H), 1.35 (s, 9H),
1.2 (t, 3H), 0.8-0.6 (m, 2H).

ITPUMEP 179: (3S)-3-(4-AmuHOOYy THN)- 1-[[ 2-(3,4-mMeTokcudernn)-4-propdenu |meTun|
-4-runpokcu-4-okco-1,4-azadochurHan-3-kapOboHoBast KUCIOTA

[Tpumep 179 mosryyaroT UCXOAS U3 MPOMEKYTOUHOTO CoeIMHEHUs 131 B COOTBETCTBUU C
ONHMCAHHOM BBIIIE METOJIUKON D.

SIMP 'H: (300 MI'u, D20) 6 vacrt. Ha mitH. 7.6 (dd, 1H), 7.2 (td, 1H), 7.1 (m, 1H), 7 (dd,
1H), 6.9 (dd, 1H), 4.4/4.25 (2d, 2H), 3.8 (2s, 6H), 3.35 (m, 1H), 3.2-2.75 (m, 5H), 2.05 (m, 1H),
1.8 (m, 1H), 1.6 (m, 3H), 1.3 (m, 1H), 1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=495.2056 (495.2060)

DnemeHTapHbIN aHamu3: C=58.64(58.29); H=6.44(6.52); N=5.72(5.67)

BC: -23.170 (589 um, T=21°C, C=0.8)

ITpomexxyTounoe coenuuenue 132: Tpet-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHMIT)
aMUHO |0y THII }-4-3TOKCH- 1 -[[4-pTOop-2-(4-MeTrndennn)peHnn | MeTun ]-4-okco-1,4-
azadochunan-3-kapOOKCHIIAT

[TpomexxyTouHoe coenuuenue 132 nmonyyaroT UCXOAs U3 MPOMEKYTOUHBIX COETMHEHUN
129 1 272 B COOTBETCTBUM C OTIMCAHHOM BBIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacr. Ha muH. 7.51 (dd, 1H), 7.26 (s, 4H), 7.18 (td, 1H),
7.01 (dd, 1H), 3.93 (m, 2H), 3.42 (AB, 2H), 3.34 (m, 2H), 2.72/2.2 2m, 2H), 2.72/2.32 (2m,
2H), 2.36 (s, 3H), 1.9-1.7 (m, 4H), 1.41 (s, 18H), 1.37 (m, 2H), 1.34 (s, 9H), 1.17 (t, 3H), 0.7
(m, 2H)

ITPUMEP 180: (3S)-3-(4-AMuno6yTui)-1-[[4-dpTop-2-(4-meTundenun)dheHus|-MmeTun|-4-
TUAPOKCH-4-0Kco-1,4-a3adochunan-3-KkapOOHOBAS KMCIIOTA

[Tpumep 180 momydaroT UCXOAS U3 MPOMEKYTOUYHOTO COEAMHEHUS 132 B COOTBETCTBUH C
OIIMCAHHOM BBIIIE MeTOaUKOU D.

SIMP 'H: (400 MTI', D20) & yact. Ha MaH. 7.61 (dd, 1H), 7.36 (d, 2H), 7.26 (d, 2H), 7.23
(td, 1H), 7.15 (dd, 1H), 4.41/4.26 (2*d, 2H), 3.35/3.09 (m, 2H), 3.17/2.81 (m, 2H), 2.95 (m, 2H),
2.37 (s, 3H), 2.08/1.64 (m, 2H), 1.85/1.35 (m, 2H), 1.6 (m, 2H), 1.13/1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=449.2005 (449.2005)

OnemeHTapHbId aHaU3: C=61.57(61.60); H=6.53(6.74); N=6.45(6.25)

BC: -15.640 (589 um, T=20°C, C=1.0)

ITpomexxyTounoe coenunenue 133: Tper-byTtui (3S)-3-{4-[0uc(TpeT-0yTOKCUKapOOHMIT)
aMUHO |0y ThI }-4-3TOKCH-4-0KCO- 1 -[(2-perundennn)meTrn |- 1 ,4-a3adochunan-3-kapOokcumaT

[TpomexxyTounoe coenmuenue 133 mony4yaroT UCXOAsl U3 IPOMEKYTOUYHOTO COEAUHEHHUS
129 u 2-¢pennnnOeH3anbIeru1a B COOTBETCTBUM C OTIMCAHHOM BBIIIE MeTouKoM F

IMP 'H: (400 MI'u, IMCO-d6) 6 yact. Ha MaH. 7.52-7.2 (m, 9H), 4.06-3.86 (m, 2H), 3.55/
3.36 (AB, 2H), 3.36 (m, 2H), 2.71/2.32/2.19 (3m, 4H), 1.95-1.65 (m, 4H), 1.42/1.34 (2s, 27H),
1.37 (m, 2H), 1.21/1.17 (2t, 3H), 0.68 (m, 2H)

ITPUMEP 181: (3S)-3-(4-AMuHOOYTHIT)-4-TUAPOKCH-4-0KCO-1-[(2-hernndperHmn)MeThI |-
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1,4-a3adochunan-3-kapOboHOBasI KUCIOTA
[Tpumep 181 momydaroT UCXOAS U3 MPOMEKYTOUHOTO COEAMHEHNS 133 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE MeTOoaUuKOU D.

SIMP 'H: (400 MT'y, AMCO-d6) 6 vact. Ha MitH. 7.65-7.3 (m, 9H), 4.3 (AB, 2H), 3.43/3
(m, 3H), 2.92 (dd, 1H), 2.82 (m, 2H), 2.06-1.57 (2m, 2H), 1.83/1.33 (2m, 2H) 1.57 (m, 2H),
1.08 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=417.1938 (417.1943)

DneMeHTapHbIN aHau3: C=62.99(63.45); H=6.45(7.02); N=6.93(6.73)

[TpomexxyTounoe coenuuenue 134: Tpet-bytun (3S)-3-{4-[6uc(tpeT-byToKcukapOboHUI)
aMUHO |0y THII }-4-3TOKCHU-4-0KCO- 1 -[ (2-mmupuMuanH-5-undennn)metun|-1,4-azadpochrunan-3-
KapOOKcHIIaT

[TpomexxyTouHnoe coenuuenre 134 monyyaroT UCXOAS U3 MMPOMEKYTOUHBIX COEIMHEHUN
129 1 236 B COOTBETCTBUHU C OIIUCAHHOU BBIIIIE MeTOIUKON F

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha muH. 9.2 (s, 1H), 8.85 (s, 2H), 7.45 (m, 3H),
7.35 (d, 1H), 3.95 (m, 2H), 3.55 (d, 1H), 3.4 (d, 1H), 3.3 (m, 2H), 2.8-2.55 (m, 2H), 2.45-2.15
(2*m, 2H), 2.15-1.7 (m, 2H), 2-1.55 (m, 4H), 1.5-1.25 (3s, 27H), 1.2 (t, 3H), 0.6 (m, 2H)

ITPUMEP 182: (3S)-3-(4-AMUHOOY THIT)-4-TUAPOKCH-4-0KCO- 1 -[ (2-TTUpUMUIUH-5-WITheHIT)
metui]-1,4-azadochunan-3-kapOoHOBASI KUCTIOTA

ITpumep 182 mosryyaroT UCXOs1 U3 MPOMEKYTOUHOTO CoeIMHEHUs 134 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAMKON D.

SIMP 'H: (400 MTI'u, D20) & uacr. Ha Mis. 9.15 (s, 1H), 8.82 (s, 2H), 7.7-7.55 (m, 3H),
7.43 (d, 1H), 4.4/4.3 (2d, 2H), 3.6-3.35 (m, 1H), 3.3-3.1 (m, 1H), 3.1 (m, 1H), 2.95 (m, 3H), 2.1
(m, 1H), 1.85 (m, 1H), 1.65 (m, 1H), 1.62-1.45 (m, 2H), 1.35 (m, 1H), 1.15-1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=419.1855 (419.1848)

DnemenTapHbii aHanmuz: C=57.01(57.41); H=6.57(6.50); N=13.45(13.39)

BC: -20.520 (589 um, T=20°C, C=1.0)

ITpomexxyTounoe coenuuenue 135: Tper-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHWUIT)
aMUHO |0y THI }-4-3TOKCHU-4-0KCO-1-[(2-THodeH-2-undenun)metun]-1,4-azadochunan-3-
KapOOKcHIIaT

ITpomexxyTouHoe coenruenue 135 momyyaroT UCXOAs U3 MPOMEKYTOUYHOTO COSTUHEHUS
129 u 2-(2-tuenni1)0eH3anbaeruaa B COOTBETCTBUM C OIIMCAHHOM BbIIIe MeTOIMKOM F

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yacTt. Ha maH. 7.62 (d, 1H), 7.45-4.3 (m, 4H), 7.25 (d,
1H), 7.15 (t, 1H), 4.1-3.9 (kBagp., 2H), 3.65/3.45 (d, 2H), 3.4-3.2 (m, 2H), 2.9-2.7 (m, 2H), 2.4-
2.3 (m, 2H), 1.9-1.7 (m, 4H), 1.5-1.3 (m, 2H), 1.4/1.35 (2*s, 27H), 1.2 (t, 3H), 0.7-0.5 (m, 2H)

ITPUMEP 183: (3S)-3-(4-AMuHOOYTUI)-4-TUAPOKCU-4-0KCO- 1 -[(2-THODeH-2-undeHnT)
MmeTui]-1,4-azadochunan-3-kapOboHOBASI KUCTIOTA

ITpumep 183 mosryyaroT UCXOs1 U3 MPOMEKYTOUHOTO COEIMHEHUS 135 B COOTBETCTBUU C
OIIMCAaHHOM BBILIE METOAUKOM D.

SIMP 'H: (400 MTI'y, D20) & yacr. Ha MutH. 7.6 (d, 1H), 7.55 (d, 1H), 7.48 (m, 2H), 7.45 (d,
1H), 7.15 (dd, 1H), 7.1 (t, 1H), 4.5/1.4 (2*d, 2H), 3.5-3.2 (m, 3H), 3-2.85 (m, 3H), 2.15/1.7 (m,
4H), 1.88 (m, 1H), 1.55 (m, 2H), 1.2-1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=423.1505 (423.1507)

DJeMeHTapHbIN aHAJIU3:

C=57.14(56.86); H=6.12(6.44); N=6.61(6.63); S=7.33(7.59)

BC: -18.340 (589 um, T=20°C, C=0.9)

ITpomexxyTounoe coenuuenue 136: Tpet-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHMIT)
aMHUHO |0y THII }-4-3TOKCH-4-0KCO- 1-[ (2-mupuauH-3-underaun)meti]-1,4-azadochunan-3-
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KapOoKcuIaT
[TpomexyTounoe coequuenue 136 moay4aroT UCXOISI U3 MPOMEKYTOUYHBIX COSTMHEHUIN
129 1 260 B COOTBETCTBHUH C OIMMCAHHON BBIIIE METOUKON F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha mutH. 8.59 (dd, 1H), 8.56 (dd, 1H), 7.82 (dt,
1H), 7.49 (dd, 1H), 7.48 (ddd, 1H), 7.42/7.39 (2td, 2H), 7.27 (dd, 1H), 3.92 (m, 2H), 3.44 (AB,
2H), 3.3 (m, 2H), 2.7/2.2 (2m, 2H), 2.7/2.35 (2m, 2H), 1.95-1.66 (m, 4H), 1.42 (s, 18H), 1.35
(m, 2H), 1.33 (s, 9H), 1.17 (t, 3H), 0.63 (m, 2H)

ITPUMEP 184: (3S)-3-(4-AMuHOOYTHIT)-4-TUAPOKCH-4-0KCO- 1 -[(2-TtupuauH-3-undheHu)
Mmetui]-1,4-azadochunan-3-kapOoHOBASI KUCTIOTA

ITpumep 184 mosryyaroT UCXO1s1 U3 MPOMEKYTOUHOTO coeIMHeHUs 136 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha miH. 8.57 (d, 1H), 8.48 (s, 1H), 7.83 (d, 1H),
7.65 (m, 1H), 7.57 (m, 1H), 7.57 (m, 2H), 7.4 (m, 1H), 4.41/4.29 (dd, 2H), 3.44/3.12 (dd, 2H),
3.2/2.86 (dd, 2H), 2.93 (m, 2H), 2.1/1.67 (2*m, 2H), 1.85/1.35 (2*m, 2H), 1.59 (m, 2H), 1.08
(m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=418.1871 (418.1895)

DneMmeHTapHbI aHanu3: C=60.35(60.42); H=6.74(6.76); N=9.70(10.07)

BC: -20.940 (589 um, T=28°C, C=0.9)

ITpomexxyTounoe coenuuenue 137: Tpet-byTtui (3S)-3-{4-[0uc(TpeT-0yTOKCUKapOOHMIT)
aMuHO |0y Tui }-4-3ToKcu-1-[[4-pTop-2-(3-MeTokcudennn)benun Jmetuns]-4-okco-1,4-
azadochunaH-3-KapOOKCHIAT

[TpomexxyTouHnoe coenuuenue 137 moyryyaroT UCXOAsl U3 MPOMEKYTOUHBIX COCTMHEHUN
129 1 222 B COOTBETCTBUM C OTIMCAHHOM BbIIIE METOIUKOM F

SMP 'H: (400 MTI'u, AMCO-d6) 6 vact. Ha mutH. 7.51 (dd, 1H), 7.36 (t, 1H), 7.2 (td, 1H),
7.05 (dd, 1H), 6.97 (d, 1H), 6.91 (m, 1H), 6.9 (m, 1H), 3.93 (m, 2H), 3.79 (s, 3H), 3.52/3.33
(2*d, 2H), 3.33 (m, 2H), 2.72/2.21 (m, 2H), 2.72/2.32 (m, 2H), 2-1.75 (m, 4H), 1.4 (s, 18H),
1.37 (m, 2H), 1.34 (s, 9H), 1.17 (t, 3H), 0.69 (m, 2H)

ITPUMEP 185: (3S)-3-(4-AMuno6yTui)-1-[[4-dTop-2-(3-meTokcubdeHn ) heHnI |MeTr |-
4-runpokcu-4-oxco-1,4-azadochunan-3-kapooHoOBas KUCIOTA

[Tpumep 185 nmomydaroT UCXOAS U3 MPOMEKYTOUYHOTO COEAMHEHHUS 137 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeToauKou D.

SIMP 'H: (400 MTI', D20) 6 vact. Ha MitH. 7.62 (dd, 1H), 7.46 (t, 1H), 7.25 (td, 1H), 7.16
(dd, 1H), 7.08 (dd, 1H), 6.97 (dl, 1H), 6.96 (s, 1H), 4.41/4.27 (2*d, 2H), 3.84 (s, 3H), 3.37/3.09
(m, 2H), 3.16/2.83 (m, 2H), 2.95 (m, 2H), 2.09/1.66 (m, 2H), 1.86/1.35 (m, 2H), 1.66 (m, 2H),
1.13/1.06 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=465.1941 (465.1949)

DnemeHTapHbIN aHanmu3: C=59.94(59.48); H=6.44(6.51); N=6.11(6.03)

BC: -19.240 (589 um, T=20°C, C=0.6)

ITpomexxyTounoe coenuuenue 138: Tper-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHWUIT)
aMuHO |0yTui } - 1-[[3-(4-xmopheHuT) IMPUaUH-2-UiI | MeTHI |-4-3TOKCcU-4-0Kco- 1 ,4-a3adochuHaH-
3-kapbokcuiat

ITpomexxyTouHoe coemHenue 138 moryyaroT UCXOAs U3 MMPOMEKYTOUHBIX COSTMHEHUM
129 1 291 B COOTBETCTBUU C OIIMCAHHON BEIIIE METOAUKOMN F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha MmiH. 8.55 (d, 1H), 7.68 (d, 1H), 7.55 (m, 4H),
7.42 (dd, 1H), 3.94 (m, 2H), 3.63/3.44 (2*d, 2H), 3.19 (m, 2H), 2.98/2.51 (2*m, 2H), 2.64/2.36
(2*m, 2H), 1.91/1.75 (2¥m, 2H), 1.75/1.62 (2*m, 2H), 1.4 (s, 18H), 1.33 (s, 9H), 1.23 (m, 2H),
1.18 (t, 3H), 0.59/0.34 (m, 2H)
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ITPUMEP 186: (3S)-3-(4-AMuno06yTui)- 1-[[3-(4-xaopdeHnn) mipuauH-2-uj | MeTu |-4-
THIPOKCHU-4-0KCco-1,4-a3adochrnan-3-kapOOHOBAs KUCITOTA

ITpumep 186 mosryyaroT UCXOs1 U3 MPOMEKYTOUHOTO coeIMHEeHUs 138 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAMKON D.

SIMP 'H: (400 MT'u, D20) & uacr. Ha mis. 8.6 (d, 1H), 7.8 (d, 1H), 7.5 (m, 3H), 7.3 (d,
2H), 4.4 (m, 2H), 3.5-3.3 (m, 2H), 3.2 (m, 2H), 2.95 (m, 2H), 2.2 (m, 1H), 1.9 (m, 1H), 1.65
(m, 1H), 1.6 (m, 2H), 1.45 (m, 1H), 1.3-1.1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=452.1502 (452.1500)

DnemeHTapHbIl aHanmu3: C=55.89(55.82); H=5.56(6.02); N=9.17(9.30)

BC: -5.260 (589 um, T=20°C, C=1.0)

[TpomexyTtounoe coenuuenue 139: tper-byTui (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMUHO |0y TuI }-4-3T0KCH- 1-[[4-PTOp-2-(4-MeToKcupeHu ) peHun | meTun|-4-okco-1,4-
azadochuHaH-3-KapOOKCHIIAT

[TpomexyTouHoe coemuHeHne 139 mory4aroT UCXOISI U3 MPOMEKYTOYHBIX COSTMHEHUN
129 1 221 B COOTBETCTBUHU C OIIMCAHHOU BbIIIIE METOIUKON F

SIMP 'H: (400 MTI'uy, AMCO-d6) 6 uact. Ha MiH. 7.49 (dd, 1H), 7.31 (d, 2H), 7.17 (m, 1H),
7.01 (m, 1H), 7.01 (d, 2H), 3.93 (m, 2H), 3.8 (s, 3H), 3.5/3.32 (2*d, 2H), 3.32 (m, 2H), 2.75/
2.21 (2*m, 2H), 2.72/2.33 (2*m, 2H), 2-1.78 (maccuBHbIi, 2H), 2-1.78 (MaccuBHbIl, 2H), 1.4/
1.33 (2*#s, 27H), 1.38 (m, 2H), 1.18 (t, 3H), 0.7 (m, 2H)

ITPUMEP 187: (3S)-3-(4-AMuno0ytumn)- 1-[[4-bTop-2-(4-MeToKCcHbeHUT ) PeHUT [METHI |-
4-runpoxcu-4-okco-1,4-azadochunan-3-kapOboHoBas KUCIOTA

[Tpumep 187 momydaroT UCXOAS U3 TPOMEKYTOUHOTO COeMHEHHUS 139 B COOTBETCTBUM C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (300 MTI'u, D20) 6 vact. Ha miH. 7.57 (dd, 1H), 7.3 (d, 2H), 7.19 (td, 1H), 7.12
(dd, 1H), 7.08 (d, 2H), 4.32 (AB, 2H), 3.84 (s, 3H), 3.33/3.07 (2m, 2H), 3.13/2.8 (2m, 2H), 2.92
(m, 2H), 2.05/1.62 (2m, 2H), 1.83/1.32 (2m, 2H), 1.57 (m, 2H), 1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=465.1960 (465.1954)

DnemeHTapHbIl aHanmu3: C=59.41(59.48); H=6.76(6.51); N=6.09(6.03)

BC: -13.770 (589 um, T=20°C, C=0.9)

ITpomexxyTounoe coenuuenue 140: Tpet-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHMIT)
aMUHO |0y THII }-4-3TOoKCH- 1 -[[2-(4-MeTundennn)benni |meTumn -4-okco-1,4-a3adochunan-3-
KapOOKcHIIaT

ITpomexxyTounoe coemuuenue 140 moryyaroT UCXOAs U3 MMPOMEKYTOUHBIX COSTMHEHUM
129 1 288 B COOTBETCTBUHU C OIIUCAHHOM BBIIIE MeTOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha mitH. 7.49 (dd, 1H), 7.33 (2*m, 2H), 7.23 (2*d,
4H), 7.18 (dd, 1H), 3.92 (m, 2H), 3.54/3.35 (2*d, 2H), 3.3 (m, 2H), 2.74/2.2 (2*m, 2H), 2.74/
2.32 (2*m, 2H), 2.36 (s, 3H), 1.95-1.75 (m, 2H), 1.95-1.75 (m, 2H), 1.41/1.33 (2*s, 27H), 1.38
(m, 2H), 1.17 (t, 3H), 0.71 (m, 2H)

ITPUMEP 188: (3S)-3-(4-AMUHOOYTHIT)-4-THIPOKCH- | -[[ 2-(4-MeTrIIdeHIIT ) heHUIT |METHI |
-4-okco-1,4-a3adocrHan-3-kapOOHOBAS KMCIIOTA

[Tpumep 188 momydaroT UCXOAS U3 IPOMEKYTOUYHOTO coeMHEHNs 140 B COOTBETCTBUH C
OIMCAHHOM BBIIIE METOAUKOM D.

SAMP 'H: (300 MI', D20) 6 vacr. Ha MaIH. 7.6-7.35 (m, 4H), 7.33/7.22 (2d, 4H), 4.33 (AB,
2H), 3.33/3.07 (2m, 2H), 3.19/2.8 (2m, 2H), 2.91 (m, 2H), 2.35 (s, 3H), 2.06/1.58 (2m, 2H),
1.82/1.32 2m, 2H), 1.57 (m, 2H), 1.07 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=431.2097 (431.2099)

DneMeHTapHbIN aHanu3: C=64.03(64.17); H=6.92(7.26); N=6.45(6.51)
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BC: -13.150 (589 um, T=20°C, C=0.9)

ITpomexyTounoe coenqunenue 141: tper-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCMKAPOOHWIT)
aMUHO |0y THI }-4-3TOKCH-1-[[4-hTop-2-(4-pTopdenun)berm | meTn]-4-okco- 1 ,4-azadochunan-
3-kapbokcuiat

[TpomexyTouHoe coequHeHue 141 momy4aroT UCXOISI U3 MPOMEKYTOUYHBIX COSTMHEHUN
129 1 271 B COOTBETCTBUU C OIIUCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (400 MTn, JAMCO-d6) 6 yact. Ha MiiH. 7.49 (dd, 1H), 7.42 (dd, 2H), 7.29 (t, 2H),
7.21 (td, 1H), 7.06 (dd, 1H), 3.92 (m, 2H), 3.49/3.32 (2*d, 2H), 3.32 (m, 2H), 2.71/2.2 (2*m,
2H), 2.7/2.34 (2*m, 2H), 1.9-1.65 (m, 2H), 1.9-1.65 (m, 2H), 1.4/1.33 (2*s, 27H), 1.38 (m, 2H),
1.18 (t, 3H), 0.67 (m, 2H)

ITPUUMEP 189: (35)-3-(4-AMurOOYTHN)- 1-[[4-PTOP-2-(4-PTOopdhennn)pern|-meTw|-4-
ruapoKcu-4-okco-1,4-a3adochunan-3-kapOboHOBas KUCIIOTA

[Tpumep 189 mosryyaroT UCXOAS U3 MPOMEKYTOUHOTO COeIMHEHUS 141 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (300 MT'y, D20) & wact. na muts. 7.59 (dd, 1H), 7.35 (m, 2H), 7.23 (td, 1H), 7.23
(t, 2H), 7.14 (dd, 1H), 4.31 (AB, 2H), 3.36/3.07 (2m, 2H), 3.16/2.83 (2m, 2H), 2.92 (m, 2H),
2.06/1.58 (2m, 2H), 1.84/1.33 (2m, 2H), 1.58 (m, 2H), 1.07 (m, 2H)

SIMP '°F: (300 MT'y, D20) & uact. Ha muts. -111.4/-114.1

ESI/FIA/HR u MC/MC: [M+H]+=453.1750 (453.1754)

DOnemenTapHbii aHanuz: C=58.26(58.40); H=5.79(6.01); N=6.18(6.19)

BC: -17.770 (589 um, T=20°C, C=1.2)

[TpomexyTtouHnoe coenunenue 142: rper-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMUHO |0yTu }-4-3TOKCU- 1-[(4-pTOp-2-TTMpuInH-3-HUnheHuT)MeTU |-4-0Kkco- 1 ,4-a3adochuHaH-
3-kapOoKcHIaT

[TpomexyTouHoe coeHeHue 142 MoTy4aroT UCXOISI U3 MPOMEKYTOYHBIX COSTMHEHUN
129 1 261 B COOTBETCTBUHU C OIIMCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'u, IMCO-d6) 6 yacTt. Ha miH. 8.6 (dd, 1H), 8.58 (dl, 1H), 7.84 (dt, 1H),
7.51 (m, 2H), 7.26 (td, 1H), 7.15 (dd, 1H), 3.93 (m, 2H), 3.42 (AB, 2H), 3.33 (m, 2H), 2.67/2.2
(2m, 2H), 2.67/2.35 (2m, 2H), 1.96-1.62 (m, 4H), 1.41 (s, 18H), 1.36 (m, 2H), 1.34 (s, 9H), 1.17
(t, 3H), 0.65 (m, 2H)

ITPUMEP 190: (35)-3-(4-AMun0OyTUN)- 1 -[(4-DTOP-2-TTUPUIUH-3-WITPEHUT)METHI | -4-
ruapokcu-4-okco-1,4-azadochunan-3-kapoboHoBast KUCIIOTa

[Tpumep 190 monyyaroT UCXOAS U3 TPOMEKYTOUHOTO COEMHEHHUS 142 B COOTBETCTBUM C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (300 MT', D20) § uacr. na min. 8.62 (dd, 1H), 8.54 (d, 1H), 7.89 (dt, 1H), 7.7
(dd, 1H), 7.6 (dd, 1H), 7.34 (td, 1H), 7.23 (dd, 1H), 4.35 (AB, 2H), 3.46/3.12 (2m, 2H), 3.18/
2.87 (2m, 2H), 2.97 (m, 2H), 2.12/1.67 (2m, 2H), 1.88/1.37 (2m, 2H), 1.61 (m, 2H), 1.11 (m,
2H)

SIMP °F: (300 M, D20) & uacr. Ha miH. -111

ESI/FIA/HR u MC/MC: [M+H]+=436.1794 (436.1801)

DnemeHTapHbIN aHanmu3: C=57.69(57.93); H=5.69(6.25); N=9.60(9.65)

BC: -19.680 (589 um, T=20°C, C=0.7)

ITpomexxyTounoe coenuuenue 143: Tper-byTtuin (3S)-3-{4-[6uc(TpeT-0yTOKCUKaPOOHWUIT)
aMHWHO |0y Tu1 }-4-3TOKCH- 1 -[(4-MeToKcH-2-(pernnpernn)MeTn |-4-okco- 1,4-a3adochunan-3-
KapOOKcHIIaT

[TpomexxyTouHoe coenuHeHue 143 moTydaroT UCXO/Is U3 TPOMEKYTOUHBIX COSTUHEHUMN
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129 1 285 B COOTBETCTBUHU C OIIMCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'uy, AMCO-d6) 6 vact. Ha MitH. 7.47-7.32 (m, 5SH), 7.35 (d, 1H), 6.95 (dd,
1H), 6.75 (d, 1H), 3.92 (xBanp., 2H), 3.77 (s, 3H), 3.47/3.27 (dd, 2H), 3.32 (t, 2H), 2.75/2.28
(dd, 2H), 2.67/2.16 (dd, 2H), 1.85/1.72 (dd, 2H), 1.79 (t, 2H), 1.41 (s, 18H), 1.36 (m, 2H), 1.34
(s, 9H), 1.16 (t, 3H), 0.68 (m, 2H)

ITPUMEP 191: (3S)-3-(4-AMuHOOY T )-4-TUIPOKCH- | -[ (4-THUIPOKCH-2-PeHMITPEeHUIT)METH |
-4-okco-1,4-azadochunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 191 nonyyaroT UCXOAS U3 MPOMEKYTOUHOTO COEMHEHUS 143 B COOTBETCTBUM C
OIIMCAHHOM BBILIE METOAMKON D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MJH. 7.54-7.44 (m, 3H), 7.54-7.44 (m, 1H), 7.34 (d,
2H), 6.97 (dd, 1H), 6.86 (df, 1H), 4.34/4.19 (2*d, 2H), 3.33/3.05 (2*m, 2H), 3.19/2.78 (2*m,
2H), 2.95 (m, 2H), 2.07/1.63 (2*m, 2H), 1.85/1.35 (2*m, 2H), 1.59 (m, 2H), 1.2-1 (2*m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=433.1887 (433.1887)

DOnemeHTapHbii aHanmu3: C=60.81(61.10); H=6.31(6.76); N=6.49(6.48)

BC: -39.130 (589 um, T=20°C, C=0.9)

ITpomexxyTounoe coenuuenue 144: Tpet-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHMIT)
aMUHO |0yTun }-4-3TOKCU- 1-[(4-pTOp-2-TTMpuauH-4-undeHun)Me i |-4-okco- 1 ,4-azadochuHaH-
3-kapbokcuiat

[TpomexkyTouHoe coeuHeHue 144 moy4aroT UCXO/ISI U3 MPOMEXKYTOUYHBIX COeTUHEHUN
129 1 262 B COOTBETCTBUM C OIIMCAHHOMN BBIIIE METOUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 8.65 (m, 2H), 7.53 (dd, 1H), 7.44 (m, 2H),
7.28 (td, 1H), 7.14 (dd, 1H), 3.93 (m, 2H), 3.44 (AB, 2H), 3.32 (m, 2H), 2.69/2.21 (2m, 2H),
2.69/2.35 2m, 2H), 1.96-1.62 (m, 4H), 1.41 (s, 18H), 1.36 (m, 2H), 1.33 (s, 9H), 1.17 (t, 3H),
0.66/0.58 (2m, 2H)

ITPUUMEP 192: (35)-3-(4-AMuHOOYTHN)- 1 -[(4-DTOP-2-TTUPUIUH-4-UITPEHUIT)METHI | -4-
TUApPOKCH-4-0Kco-1,4-a3adochunan-3-KkapOOHOBAS KMCIIOTA

[Tpumep 192 nomydaroT UCXOAS U3 IPOMEKYTOUHOTO COEAMHEHNS 144 B COOTBETCTBUH C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 vacrt. Ha muH. 8.63 (d, 2H), 7.67 (dd, 1H), 7.45 (d, 2H), 7.33
(td, 1H), 7.21 (dd, 1H), 4.4/4.29 (2*d, 2H), 3.44/3.08 (m, 2H), 3.16/2.88 (m, 2H), 2.95 (m, 2H),
2.1/1.65 (m, 2H), 1.86/1.36 (m, 2H), 1.6 (m, 2H), 1.08 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=436.1804 (436.1801)

DneMmeHTapHbIi aHanu3: C=58.11(57.93); H=5.71(6.25); N=9.79(9.65)

BC: -16.250 (589 um, T=20°C, C=1.0)

ITpomexxyTounoe coenuuenue 146: Tpet-byTtui (3S)-3-{4-[0uc(TpeT-0yTOKCUKapOOHMIT)
aMuHO |0y T } - 1-[[2-(3-xmopdenwn)dennn | MeTu |-4-3Tokcu-4-okco- 1,4-azadocunan-3-
KapOboKkcuiaT

I[IpomexyTouHoe coemHeHne 146 moIydaroT UCXOAs U3 MPOMEKYTOUYHBIX COCIMHEHUI
129 1 213 B COOTBETCTBUM C ONMMCAHHOM BBbIIIe METOAUKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 vact. Ha mutH. 7.52 (sl, 1H), 7.45 (m, 2H), 7.45/7.38/
7.25 (3m, 4H), 7.33 (dt, 1H), 3.94 (m, 2H), 3.53/3.32 (AB, 2H), 3.25 (m, 2H), 2.76/2.37 (2m,
2H), 2.7/2.25 (2m, 2H), 1.95/1.78 (2m, 2H), 1.82/1.75 (2m, 2H), 1.41 (s, 18H), 1.33 (s, 9H),
1.33 (m, 2H), 1.18 (t, 3H), 0.66/0.57 (2m, 2H)

ITPUMEP 194: (35)-3-(4-Amuno0yTumn)-1-[[2-(3-xmopdenu)beHuns |MeTri |-4-TUIPOKCH-
4-okco-1,4-a3apochunan-3-kapOOHOBAS KUCIOTA

[Tpumep 194 nony4daroT UCXOAS U3 MPOMEKYTOUYHOTO COEAMHEHUS 146 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeToauKou D.
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SIMP 'H: (300 MTw, D20) d yacr. Ha MuIH. 7.63-7.23 (m, 8H), 4.33 (AB, 2H), 3.42/3.1 2m,
2H), 3.17/2.82 (2m, 2H), 2.93 (m, 2H), 2.1/1.63 (2m, 2H), 1.84/1.34 (2m, 2H), 1.57 (m, 2H),
1.07 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=451.1539 (451.1548)

DOnemeHTapHbIN aHamu3: C=58.76(58.60); H=6.46(6.26); N=6.38(6.21)

BC: -15.780 (589 um, T=20°C, C=1.2)

ITpomexxyTounoe coenuuenue 147: Tpet-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHWUIT)
aMUHO |0yTui } - 1-[[4-xn0p-2-(4-xmopdenun)pern | MeTun |-4-3Tokcu-4-okco- 1,4-a3adochuHaH-
3-kapbokcuat

ITpomexxyTouHoe coemuHenue 147 mory4aroT UCXOAs U3 MMPOMEKYTOUHBIX COCTMHEHUM
129 1 292 B COOTBETCTBUU C ONMMCAHHOM BBbIIIe METOAUKON F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 7.52 (d, 2H), 7.5 (d, 1H), 7.45 (dd, 1H),
7.41 (d, 2H), 7.27 (d, 1H), 3.94 (m, 2H), 3.5/3.33 (dd, 2H), 3.3 (m, 2H), 2.8-2.6 (2m, 2H), 2.35
(dd, 1H), 2.2 (m, 1H), 2-1.7 (m, 4H), 1.41 (s, 18H), 1.4-1.3 (m, 2H), 1.33 (s, 9H), 1.18 (t, 3H),
0.68 (m, 2H)

ITPUMEP 195: (3S)-3-(4-AMuno0yTUI)- 1 -[[4-XT10p-2-(4-X10pheruT)heHusT |Me U |-4-
TUApPOKCH-4-0Kco-1,4-a3adochunan-3-KkapOOHOBAS KMCIIOTA

[Tpumep 195 nomydaroT UCXOAS U3 MPOMEKYTOUYHOTO COEAMHEHUS 147 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE MeTOOUKOU D.

SIMP 'H: (300 MI'u, D20) 6 yacr. Ha MmuH. 7.55-7.5 (2d, 2H), 7.5 (d, 2H), 7.4 (d, 1H), 7.28
(d, 2H), 4.3 (dd, 2H), 3.35/3.05 (2m, 2H), 3.15/2.8 (2m, 2H), 2.9 (m, 2H), 2.05/1.65 (2m, 2H),
1.8/1.3 (2m, 2H), 1.55 (m, 2H), 1.05 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=485.1162 (485.1163)

OnemenTapHbiii aHanu3: C=55.11(54.44); H=5.26(5.61); N=5.87(5.77)

BC: -17.410 (589 um, T=19°C, C=1.0)

ITpomexxyTounoe coenuuenue 148: Tper-byTtui (3S)-3-{4-[0uc(TpeT-0yTOKCUKAapPOOHMIT)
aMUHO |0y THII } -4-3TOKCH- | -[2-(6-MeTOKCUITMPUANH-3-1iT) OeH3m |-4-0Kco- 1 ,4-a3adochuHan-
3-kapbokcuiaT

[TpomexyTouHoe coenqrHeHue 148 moay4aroT UCXOIS U3 IPOMEKYTOUYHBIX COCIMHEHUI
129 1 237 B COOTBETCTBUHU C OIIMCAHHOM BBIIIE METOJUKOMN F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha mutH. 8.1 (d, 1H), 7.75 (dd, 1H), 7.5-7.2 (m,
4H), 6.9 (d, 1H), 3.9 (s, 3H), 3.9 (m, 2H), 3.55/3.35 (dd, 2H), 3.3 (m, 2H), 2.75/2.2 (2m, 2H),
2.7/2.35 (2dd, 2H), 1.9/1.8 2m, 2H), 1.8 (m, 2H), 1.4 (s, 18H), 1.35 (m, 2H), 1.35 (s, 9H), 1.2
(t, 3H), 0.65 (m, 2H)

ITPUMEP 196: (3S)-3-(4- AMUHOOYTHIT)-4-TUAPOKCH- 1 -[2-(6-METOKCUTTMPHIWH-3-1JT) OeH3MI |
-4-oxco-1,4-a3adochunan-3-kapOOHOBAS KUCITOTA

ITpumep 196 mosryyaroT UCXOs1 U3 MPOMEKYTOUHOTO COeIMHEHUs 148 B COOTBETCTBUU C
OIIMCAaHHOM BBILIE METOAUKOM D.

SIMP 'H: (400 MTI'y, D20) 6 yact. Ha mutH. 8.05 (d, 1H), 7.75 (dd, 1H), 7.6 (m, 1H), 7.5 (m,
2H), 7.4 (m, 1H), 7 (d, 1H), 4.3 (dd, 2H), 3.9 (s, 3H), 3.45/3.15 (2m, 2H), 3.2/2.85 (2dd, 2H),
2.9 (m, 2H), 2.1/1.7 (2m, 2H), 1.8/1.35 (2m, 2H), 1.6 (m, 2H), 1.1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=448.2009 (448.2001)

OnemeHTapHbiit aHanmuz: C=58.81(59.05); H=6.79(6.76); N=9.31(9.39)

BC: -11.510 (589 um, T=19°C, C=0.9)

ITpomexxyTrounoe coenunenue 149: rper-bytuin (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMHHO |0y THII }-4-3TOKCH- 1-[[2-(4-pTopdennn)hennn meTi]-4-okco- 1,4-a3adochuHan-3-
KapOoKcuIaT
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[TpomexxyTouHnoe coenmuenue 149 nonyyaroT UCXOAsl U3 MPOMEKYTOUYHOTO COEAUHEHHUS
129 u 2-(4-pTopdennn)deH3anbaernia B COOTBETCTBUM C OTIMCAHHOM BBIIIE METOIUKOM F.

SIMP 'H: (400 MT'y, JAMCO-d6) 6 yact. Ha miH. 7.47 (dd, 1H), 7.39/7.33 (2*m, 2H), 7.39
(dd,2H), 7.27 (t,2H), 7.21 (dd, 1H), 3.93 (m, 2H), 3.52/3.34 (2*d, 2H), 3.38-3.22 (m, 2H), 2.75/
2.21 (2*m, 2H),2.7/2.35 (2*m, 2H), 1.98-1.72 (m, 2H), 1.98-1.72 (m, 2H), 1.41/1.34 (2*s, 27H),
1.37 (m, 2H), 1.19 (t, 3H), 0.68 (m, 2H)

I[TPUMEP 197: (3S)-3-(4-AMuno0yTuN)- 1-[[2-(4-bTOopdennn)bennt|MeTnn|-4-ruipoKcH-
4-oxco-1,4-a3adochunan-3-kapOOHOBAs KUCIIOTA

[Tpumep 197 nomydaroT UCXOAS U3 MPOMEKYTOUHOTO COEAMHEHUS 149 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeTOauKOM D.

SIMP 'H: (400 MTI'w, D20) & uacr. Ha mits. 7.6 (d, 1H), 7.52 (m, 2H), 7.4 (d, 1H), 7.35 (dd,
2H), 7.24 (dd, 2H), 4.41/4.29 (dd, 2H), 3.39/3.1 (2*m, 2H), 3.19/2.88 (2*m, 2H), 2.93 (m, 2H),
2.09/1.65 (2*m, 2H), 1.85/1.59 (2*m, 2H), 1.59/1.35 (2*m, 2H), 1.2-1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=435.1843 (435.1843)

OnemeHTapHblii aHanmuz: C=60.70(60.82); H=6.56(6.50); N=6.49(6.45)

BC: -23.350 (589 um, T=20°C, C=0.7)

ITpomexxyTounoe coeauuenue 150: Tpet-byTui (3S)-3-{4-[0uc(TpeT-0yTOKCUKapOOHMIT)
aMuHO |0y THi } - 1-[[2-(4-xmopdernn)-4-propdennn | meTn |-4-3Tokcu-4-okco- 1 ,4-azadochrnan-
3-kapbokcuiaT

[TpomexyTounoe coeauuenue 150 moay4arT UCXOIS U3 IPOMEKYTOUYHBIX COCIMHEHUIN
129 1 220 B COOTBETCTBUHU C OIIUCAHHOMH BbIIlIE METOAUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha mitH. 7.52 (d, 2H), 7.5 (m, 1H), 7.42 (d, 2H),
7.22 (dt, 1H), 7.07 (dd, 1H), 4-3.86 (m, 2H), 3.5/3.32 (2*d, 2H), 3.4-3.25 (m, 2H), 2.71/2.21
(2*m, 2H), 2.71/2.35 (2¥*m, 2H), 1.99-1.72 (m, 2H), 1.99-1.72 (m, 2H), 1.41/1.33 (2*s, 27H),
1.38 (m, 2H), 1.19 (t, 3H), 0.68 (m, 2H)

ITPUMEP 198: (3S)-3-(4-AMuno6ytumn)-1-[[2-(4-x1opdennn)-4-propdennn|meTni]-4-
TUIPOKCHU-4-0KCco-1,4-a3adochrnan-3-kapOOHOBAs KUCITOTA

[Tpumep 198 nonyyaroT UCXOAS U3 MPOMEKYTOUHOTO cOeAMHEHHUS 150 B COOTBETCTBUM C
OIIMCAaHHOM BBILLIE METOAUKOMN D.

SIMP 'H: (400 MT', D20) & yact. Ha MiH. 7.62 (dd, 1H), 7.54 (d, 2H), 7.35 (d, 2H), 7.25
(td, 1H), 7.17 (dd, 1H), 4.39/4.28 (2*d, 2H), 3.4/3.09 (2*m, 2H), 3.13/2.84 (2*m, 2H), 2.95 (m,
2H), 2.09/1.65 (2*m, 2H), 1.86/1.36 (2*m, 2H), 1.6 (m, 2H), 1.09 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=469.1452 (469.1454)

DnemeHTapHbii aHanmuz: C=56.19(56.35); H=5.57(5.80); N=5.97(5.97)

BC: -12.560 (589 um, T=20°C, C=0.7)

[Tpomexytounoe coenuuenue 151: rper-byTui (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMUHO |0y TuI }-4-3TOKCH- 1 -[(2-HadTanuu- 1 -undenun)merunn|-4-okco-1,4-azadochunan-3-
KapOOKcUIaT

ITpomexxyTouHoe coenuuenue 151 moryyaroT UCXoAsl U3 MPOMEKYTOUHBIX COETMHEHUN
129 1 228 B COOTBETCTBUHU C OIIMCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha miH. 8 (m, 2H), 7.65-7.2 (m, 9H), 3.85 (m,
2H), 3.4 (m, 2H), 3.35-3 (2dd, 2H), 2.65/2.2 (2m, 2H), 2.5/2 (2m, 2H), 1.9-1.5 (m, 4H), 1.4 (2s,
18H), 1.35 (m, 2H), 1.3 (2s, 9H), 1.1 (t, 3H), 0.65 (m, 2H)

ITPUMEP 199: (3S)-3-(4-AMuHOOyTHN)-4-TUAPOKCHU- 1 -[(2-Had TaMH- 1 -UIIEeHUT)METHI |
-4-oxco-1,4-a3adochunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 199 nony4yaroT UCXOAS U3 MPOMEKYTOUYHOTO COEAMHEHHUS 151 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeToauKou D.
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SIMP 'H: (400 MI'u, D20) & uacr. va MiH. 8 (m, 2H), 7.75-7.3 (m, 9H), 4.35-3.8 (2dd, 2H),
3.4/2.95 2m, 2H), 3.2/2.7 (2m, 2H), 2.9 (m, 2H), 2.05/1.55 (2m, 2H), 1.75/1.25 (2m, 2H), 1.5
(m, 2H), 1.2-0.7 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=467.2109 (467.2099)

DnemeHTapHbIN aHanmu3: C=66.50(66.94); H=6.26(6.70); N=6.08(6.00)

BC: -25.420 (589 um, T=19°C, C=1.0)

ITpomexxyTounoe coenuuenue 152: Tpet-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOKCH)
aMuHO |0y Tui }-1-[(2-TpeT-OyTundeHun)meTnn]-4-3Tokcu-4-okco- 1,4-azadochunan-3-
KapOoOKcuIIaT

[TpomexkyTouHOe coeuHeHue 152 Moy4aroT UCXO/ISI U3 MPOMEKYTOYHOT'O COSTUHEHUS
129 u 2-TpeT-OyTrinbeH3alIbAeruaa B COOTBETCTBUM C ONTMCAHHOM BbIlIE METOIUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MiH. 7.6-7.15 (3m, 4H), 4 (m, 2H), 3.75 (dd,
2H), 3.45-3.3 (m, 2H), 3-2.75 (2m, 2H), 2.5 (dd, 2H), 2.4 (m, 2H), 2-1.85 (m, 2H), 1.4 (m, 2H),
1.4 (s, 18H), 1.4 (t, 9H), 1.35 (s, 9H), 1.2 (t, 3H), 0.95-0.7 (m, 2H)

ITPUMEP 200: (3S)-3-(4-AMuH00yTHI)- 1 -[(2-TpeT-Oy TundeHuT ) MeTUII | -4-TUIPOKCU-4-
okco-1,4-azadochunan-3-kapOoOHOBAS KUCIIOTA

ITpumep 200 mos1yyaroT UCXOIs1 U3 MPOMEKYTOUHOI'O COeIMHEHUs 152 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (300 MTI'u, D20) 6 vact. Ha MiH. 7.57/7.46 (2m, 2H), 7.36 (m, 2H), 4.65 (AB,
2H), 3.68/3.41 (2m, 2H), 3.46/3.22 (2m, 2H), 2.89 (m, 2H), 2.25/1.75 (2m, 2H), 1.9/1.46 (2m,
2H), 1.56 (xBuHT., 2H), 1.35 (s, 9H), 1.13 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=397.2253 (397.2256)

DOnemeHTapHbii aHanmu3: C=61.19(60.59); H=8.40(8.39); N=7.29(7.07)

BC: -41.120 (589 um, T=19°C, C=0.9)

ITpomexxyTounoe coenuuenue 153: Tper-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHWUIT)
aMHUHO |0yTu }-4-3ToKCH- 1-[[4-bTOP-2-(4-PpTOp-3-MeToKcubeHu)heHu | MeTHI |-4-0Kco-1,4-
azadochunan-3-kapOoOKCHIIAT

[TpomexkyTouHOe coeiuHeHue 153 moy4aroT UCXO/ISI U3 MPOMEXKYTOUYHBIX COETUHEHUMN
129 1 273 B COOTBETCTBUM C OTIMCAHHOM BBIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 7.51 (dd, 1H), 7.28 (dd, 1H), 7.21 (dt,
1H), 7.09 (m, 1H), 7.09 (m, 1H), 6.93 (m, 1H), 3.93 (m, 2H), 3.88 (s, 3H), 3.52/3.35 (2*d, 2H),
3.4-3.25 (m, 2H), 2.72/2.21 (2*m, 2H), 2.72/2.34 (2*m, 2H), 1.9-1.65 (m, 2H), 1.9-1.65 (m, 2H),
1.41/1.33 (2*s, 27H), 1.38 (m, 2H), 1.18 (t, 3H), 0.7 (m, 2H)

I[TPUMEP 201: (3S)-3-(4-AMuno0ytumn)- 1-[[4-dTop-2-(4-dpTop-3-MeToxcudennn)henun]
MeTHIT|-4-TUAPOKCH-4-0Kco-1,4-a3adochuHan-3-kapOoHOBas KUCTIOTA

ITpumep 201 nomydaroT UCXOAS U3 IPOMEKYTOUYHOTO COEAMHEHNS 153 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'y, IMCO-d6) & uacr. Ha MiH. 7.6 (dd, 1H), 7.25 (m, 2H), 7.15 (m, 2H),
6.95 (m, 1H), 4.4/4.3 (2*d, 2H), 3.9 (s, 3H), 3.5-3.3 (m, 1H), 3.2-3.05 (m, 2H), 2.95 (m, 2H),
2.9 (dd, 1H), 2.05 (m, 1H), 1.85 (m, 1H), 1.65 (m, 1H), 1.6 (m, 2H), 1.35 (m, 1H), 1.2-1 (m,
2H)

ESI/FIA/HR u MC/MC: [M+H]+=483.1854 (483.1855)

DOnemeHTapHbli aHanmuz: C=57.37(57.26); H=5.95(6.06); N=5.86(5.81)

BC: -21.910 (589 um, T=21°C, C=1.1)

[TpomexxyTtouHnoe coenunenue 154: rper-bytuin (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMUHO |0y THI } -4-3TOKCH- 1 -[(2-n30XxuHOIMH-4-weHmT)Me T | -4-okco- 1 ,4-a3adochunan-3-
KapOoKcuIaT
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I[TpomexxyTouHoe coerHeHue 154 moay4arT UCXOIS U3 MPOMEXKYTOUYHBIX COSIMHEHUIN
129 1 264 B COOTBETCTBUU C OIIMCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (400 MT'u, IMCO-d6) & uacr. na min. 9.35 (d, 1H), 8.32 (d, 1H), 8.21 (m, 1H),
7.71 (m, 2H), 7.6 (2*d, 1H), 7.5 (2*t, 1H), 7.42 (t, 1H), 7.31 (m, 1H), 7.25 (m, 1H), 3.87 (m,
2H), 3.45-3.3 (m, 2H), 3.32/3.2/3.05 (m, 2H), 2.62/2.2 (m, 2H), 2.58/2 (m, 2H), 1.8-1.25 (m,
6H), 1.6 (m, 2H), 1.42/1.4 (2*s, 18H), 1.32/1.3 (2*s, 9H), 1.1 (m, 3H)

SIMP 3'p: (400 MTI'u, AMCO-d6) 6 yacT. Ha MJH. 44.94

ITPUMEP 202: (3S)-3-(4-AMUHOOY T )-4-TUAPOKCH- | -[ (2-M30XUHOJIMH-4-UII(SHUT ) ME T |
-4-okco-1,4-azadocuHan-3-kapOOHOBAS KMCIIOTA

[Tpumep 202 monydaroT UCXOAS U3 TPOMEKYTOUYHOTO COEMHEHUS 154 B COOTBETCTBUM C
OIIMCAHHOM BBILIE METOAUKON D.

SMP 'H: (400 MTI'y, D20) & yact. Ha MatH. 9.3 (s, 1H), 8.35/8 (2*s, 1H), 8.2 (m, 1H), 7.8-
7.4 (m, 7TH), 4.4-3.8 (2AB, 2H), 3.6-3.2/3 (m, 2H), 3.1/2.7 (m, 2H), 2.91 (m, 2H), 2.1/1.55 (m,
2H), 1.75/1.25 (m, 2H), 1.6 (m, 2H), 1.15-0.75 (m, 2H)

SIMP 3'P: (400 MTI'y, D20) & wacr. Ha MitH. 25.29

ESI/FIA/HR u MC/MC: [M+H]+=468.2046 (468.2047)

DOnemeHTapHbli aHanmuz: C=64.83(64.23); H=5.86(6.47); N=9.17(8.99)

ITpomexxyTounoe coenuuenue 155: Tpet-bytun (3S)-3-{4-[0uc{ TpeT-0yTOKCMKapOOHWIT)
aMHUHO |0y TuI }-4-3TOKCH- 1 -[[2-(2-MeTOKCUTTUpUIUH-4-11)perus |me T |-4-okco- 1,4-
azadochunan-3-kapOOKCHIIAT

[TpomexyTouHoe coeuHeHue 155 moay4arT UCXOIS U3 POMEXKYTOUYHBIX COESIMHEHUI
129 u 244 B COOTBETCTBUM C OTIMCAHHOM BBIIIE METOIUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha muH. 8.2 (d, 1H), 7.5 (m, 1H), 7.45-7.3 (2m,
2H), 7.25 (m, 1H), 7 (dd, 1H), 6.8 (sl, 1H), 3.9 (m, 2H), 3.9 (s, 3H), 3.6/3.35 (dd, 2H), 3.3 (m,
2H), 2.75/2.35 (dd, 2H), 2.7/2.25 (2m, 2H), 1.95/1.75 2m, 2H), 1.75 (m, 2H), 1.4 (s, 18H), 1.35
(s, 9H), 1.3 (m, 2H), 1.2 (t, 3H), 0.7-0.5 (m, 2H)

ITPUMEP 203: (3S)-3-(4-AMUHOOYTUIT)-4-TUAPOKCU- 1 -[[2-(2-METOKCUTTUPUTAH-4-1T)
denmn|metui]-4-oxco-1,4-a3adochunan-3-kapOoHOBasE KUCITIOTA

[Tpumep 203 nomydaroT UCXOAS U3 IPOMEKYTOUYHOTO COEAMHEHHUS 155 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeTOauKOM D.

SIMP 'H: (400 MTI'u, D20) 6 vacrt. Ha muH. 8.18 (d, 1H), 7.65-7.35 (m, 4H), 7.02 (d, 1H),
6.85 (s, 1H), 4.35 (dd, 2H), 3.9 (s, 3H), 3.65-3 (m, 3H), 3-2.8 (m, 3H), 2.1/1.7 2m, 2H), 1.85/
1.35 (2m, 2H), 1.6 (m, 2H), 1.1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=448.1989 (448.2001)

OnemeHTapHbli aHanmuz: C=59.15(59.05); H=6.25(6.76); N=9.64(9.39)

BC: -11.440 (589 um, T=19.5°C, C=0.9)

ITPUMEP 204: (3S)-3-(4-AMuH0OyTUI)-4-TUAPOKCU-4-0KCO-1-[[2-(2-0Kkco- 1 H-tupuaun-
4-un)penwmn|metun]-1,4-a3adochunan-3-kapOOHOBAS KUCIOTA

[Tpumep 204 mosryyaroT UCXOIs1 U3 MPOMEKYTOUHOT'O COEIMHEHUS 155 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAMKON D.

SIMP 'H: (300 MTI'u, D20) & vacr. Ha MiH. 7.65-7.3 (m, 4H), 7.6 (d, 1H), 6.55 (s, 1H), 6.5
(d, 1H), 4.35 (dd, 2H), 3.5 (2m, 2H), 3.25/2.9 2m, 2H), 2.9 (m, 2H), 2.15/1.7 2m, 2H), 1.85/
1.4 2m, 2H), 1.6 (m, 2H), 1.1 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=434.1838 (434.1 839)

DOnemeHTapHbiit aHanuz: C=58.88(58.19); H=6.31(6.51); N=9.95(9.69)

BC: -10.530 (589 uMm, T=19°C, C=1.0)
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ITpomexxyTounoe coeauuenue 156: Tpet-byTtui (3S)-3-{4-[0uc(TpeT-0yTOKCUKapOOHMIT)
aMUHO |0y TuI }-4-3TOKCU-4-0KCO-1-{2-[ 1-(TeTparuapo-2H-nupaun-2-un)-1 H-nmupazon-5-umn]
Oen3un }-1,4-azadochunan-3-kapOokcuiaaT

[TpomexyTounoe coearueHue 156 moay4aroT UCXOIS U3 POMEKYTOUYHBIX COSIMHEHUIN
129 1 293 B COOTBETCTBUHU C OIIMCAHHOM BBIIlIE METOJUKOMN F.

SIMP 'H: (400 MTI'u, IMCO-d6) 6 yact. Ha muH. 7.6 (d, 1H), 7.6-7.2 (m, 4H), 6.3 (d, 1H),
4.9-4.8 (dd, 1H), 4-3.8 (m, 4H), 3.5-3.2 (m, 4H), 2.85-2.6 (m, 2H), 2.5-2.1 (m, 3H), 2-1.65 (m,
6H), 1.5-1.25 (m, 5H), 1.4 (s, 18H), 1.35 (s, 9H), 1.2 (t, 3H), 0.85-0.6 (m, 2H)

ITPUMEP 205: (3S)-3-(4-AMuHOOyTUIT)-4-TUAPOKCU-4-0KCO- 1-[2-(1 H-mupazo-3-ui)
oen3ui|-1,4-azadochunan-3-kapboHoBas KUCIOTA

ITpumep 205 momydaroT UCXOAS U3 IPOMEKYTOUHOTO COEAMHEHUS 156 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (300/400/500 MTI'y, AMCO-d6) 6 uact. nHa miiH. 7.62 (d, 1H), 7.6 (d, 1H), 7.38
(t, 1H),7.33 (d, 1H), 7.26 (t, 1H), 6.55 (d, 1H), 4.32/4.05 (dd, 2H), 3.59/3.19 (dd, 2H), 3.33/2.93
(dd,2H),2.74 (m,2H), 2.11/1.61 (2*m, 2H), 1.73/1.29 (2*m, 2H), 1.41 (m, 2H), 1.04/0.88 (2*m,
2H)

ESI/FIA/HR u MC/MC: [M+H]+=407.1843 (407.1848)

DnemeHTapHbIl aHanu3: C=56.28(56.15); H=6.42(6.70); N=13.82(13.79)

BC: -84.390 (589 um, T=19°C, C=1.1)

[TpomexyTtouHnoe coenunenue 157: tper-byTui (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMuHO |0y Tui }-1-[[2-(2-xnopdennn)-4-propdennn | meTun |-4-sTokcu-4-okco-1,4-a3adochuHaH-
3-kapOoKcHIaT

[TpomexyTouHoe coearueHue 157 moay4aroT UCXOISl U3 MPOMEKYTOUYHBIX COSTMHEHUI
129 1 253 B COOTBETCTBUHU C OIMHMCAHHOU BBIIIE METOIUKON F

SIMP 'H: (300/400 MTI'u, AMCO-d6) 6 uyact. Ha MITH. 7.65-7.4 (m, 4H), 7.25 (m, 2H), 7 (m,
1H), 3.9 (m, 2H), 3.35 (d, 1H), 3.3 (m, 2H), 3.15 (d, 1H), 2.8-2.55 (m, 2H), 2.3 (m, 1H), 2.1 (m,
1H), 1.95-1.7 (m, 4H), 1.45 (m, 2H), 1.45/1.35 (2*s, 27H), 1.15 (t, 3H), 0.75 (m, 2H)

SAMP '°F: (300/400 MT, IMCO-d6) & uacr. na min. -114.5

ESI/FIA/HR u MC/MC: [M+H]+=753.3436 (753.3441)

ITPUMEP 206: (3S)-3-(4-AMuno6ytumn)-1-[[2-(2-x1opdenwnn)-4-propdennn|merun]-4-
TUIPOKCHU-4-0KCo-1,4-a3adochrnan-3-kapOOHOBAs KUCIIOTA

[Tpumep 206 morydyaroT UCXOISI U3 MPOMEKYTOYHOT'O COSTUHEHUS 157 B COOTBETCTBHHU C
OIIMCAaHHOM BBIlIIE MeToauKou D.

SIMP 'H: (300/400 MTI'u, AMCO-d6) 6 yact. Ha MJH. 7.7-7.35 (m, 4H), 7.35-7.2 (m, 2H),
7.1 (m, 1H), 4.1 (sl, 2H), 3.7-3 (m, 3H), 3-2.7 (m, 3H), 2.2-2 (m, 1H), 1.8 (m, 1H), 1.65 (m,
1H), 1.55 (m, 2H), 1.45-1 (m, 3H)

ESI/FIA/HR u MC/MC: [M+H]+=469.1456 (469.1454)

DOnemeHTapHbli aHanmu3: C=56.86(56.35); H=5.21(5.80); N=5.91(5.97)

BC: -15.060 (589 um, T=20°C, C=1.0)

ITpomexxyTounoe coeauuenue 158: Tper-byTtui (3S)-3-{4-[0uc(TpeT-0yTOKCUKaPOOHMIT)
aMHuHO |0y THiT }-1-[[2-(2,3-muMeTokcudeHnT)heHn | Me T |-4-Tuapokcu-4-okco- 1,4-
azadochuHaH-3-KapOOKCHIAT

[TpomexyTouHoe coemHeHue 158 moay4aroT UCXO/IS U3 MPOMEXKYTOYHOTO COEAUHECHUS
129 u 2-(2,3-muMeToKcueHUTOeH3aIbIErH/1a) B COOTBETCTBUM C OTIMCAHHOM BBIIIIE METOIMKOMN
E

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MaH. 7.5 (m, 1H), 7.35-7.2 (2m, 2H), 7.1 (m,
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1H), 7.05-7 2m, 2H), 6.7 (dd, 1H), 3.9 (m, 2H), 3.85 (s, 3H), 3.45 (s, 3H), 3.4 (m, 2H), 3.35
(dd, 2H), 2.7/2.4 (2m, 2H), 2.65/2.2 (2m, 2H), 1.95-1.7 (m, 4H), 1.45 (s, 18H), 1.4 (m, 2H), 1.35
(s, 9H), 1.2 (t, 3H), 0.9 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=761.4136 (761.4142)

ITPUMEP 207: (3S)-3-(4-AMuno6y1umn)- 1-[[2-(2,3-aumeToxcudenun)dheHus |MeTus |-4-
TUAPOKCH-4-0Kco-1,4-a3adochunan-3-KkapOOHOBAS KMCIIOTA

[Tpumep 207 nomy4daroT UCXOAS U3 IPOMEKYTOUHOTO COEAMHEHUS 158 B COOTBETCTBUM C
OIIMCAaHHOM BBIlIIE MeTOoauKOoM D.

SIMP 'H: (400 MTI'u, D20) 6 yact. HAa MJIH. 7.65-7.35 (m, 4H), 7.25 (m, 1H), 7.2 (m, 1H),
6.9-6.8 (2dd, 1H), 4.35-3.9 (2dd, 2H), 3.86 (s, 3H), 3.7-2.65 (m, 4H), 3.4-3.35 (2s, 3H), 2.9 (m,
2H), 2.5-1.6 (m, 4H), 1.6 (m, 2H), 1.5-0.9 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=477.2149 (477.2154)

DneMmeHTapHbI aHanu3: C=61.06(60.50); H=6.99(6.98); N=5.97(5.88)

ITpomexxyTounoe coenuuenue 159: Tper-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHMIT)
aMUHO |0y THIT)-4-ruapokcu-1-[[2-(2-meTuincynbdonundenun)dhenus metui |-4-okco-1,4-
azadochunan-3-kapOoOKCHIIAT

[TpomexkyTouHoe coeuHeHue 159 moy4aroT UCXOISI U3 MPOMEKYTOUYHOT'O COSTUHEHUS
129 u 2-(2-metuncynbhoHWI(HEeHNT)OeH3aTbIETUAA B COOTBETCTBUU C OITMCAHHOM BBIIIE
metoaukoi F

SIMP 'H: (300/400 MT'y, IMCO-d6) & uacr. va mis. 8.1 (d, 1H), 7.8-7.65 (2*m, 2H), 7.55
(d, 1H), 7.45 (m, 1H), 7.3 (d, 1H), 7.25 (d, 1H), 7.25 (m, 1H), 3.95 (m, 2H), 3.5-3.25 (m, 4H),
3.1 (dd, 1H), 2.9-2.6 (2*m, 2H), 2.85 (2*s, 3H), 2.45 (m, 1H), 2.3 (m, 1H), 2.1 (m, 1H), 2-1.65
(m, 4H), 1.5-1.3 (4s, 27H), 1.2 (m, 3H), 0.75 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=779.3696 (779.3701)

ITPUMEP 208: (35)-3-(4-AMuHOOYTUN )-4-TUAPOKCHU- 1 -[ [2-(2-MeTuncynbhoHuIhEeHNIT)
dhenus|metun]-4-okco-1,4-azadochunan-3-kapOOHOBAS KUCITOTA

ITpumep 208 nmomydaroT UCXOAS U3 IIPOMEKYTOUYHOTO COEAMHEHUS 159 B COOTBETCTBUH C
OIIMCAHHOM BBIIIE METOAUKON D.

SIMP 'H: (400 MT', IMCO-d6) & uacr. na mus. 8.2 (d, 1H), 7.9/7.8 (2*m, 2H), 7.8-7.4
(m, 4H), 7.55 (d, 1H), 4.4-3.8 (4d, 2H), 3.8-3.5 (m, 1H), 3.5-2.85 (m, 5H), 3.1/3 (2*s, 3H), 2.4-
1.85 (m, 2H), 1.8 (m, 1H), 1.7 (m, 2H), 1.6-1.1 (m, 3H)

ESI/FIA/HR u MC/MC: [M+H]+=495.1716 (495.1713)

DleMeHTapHBIN aHAJIN3:

C=55.39(55.86); H=5.77(6.32); N=5.61(5.66); S=6.24(6.48)

ITpomexxyTounoe coenuuenue 160: TpeT-0yTui (3S)-3-{4-[6uc(TpeT-0yToOKCHKapOOHUIT)
aMHUHO |0y TuI }-4-3TOKCH- 1 -[(2-HadTamuH-2-undenun)meTun]-4-okco- 1,4-azadochuHan-3-
KapOOKcHIIaT

[TpomexxyTouHoe coenuHeHue 160 MoTydaroT UCXOIs U3 TTPOMEKYTOUHBIX COCTUHCHUMN
129 n 240 B COOTBETCTBUHU C OIIUCAHHOU BBIIIIE MeTOIUKON F

SIMP 'H: (400 MTy, JAMCO-d6) 6 yact. Ha miH. 8-7.3 (m, 11H), 3.9 (m, 2H), 3.6/3.4 (dd,
2H), 3.3 (m, 2H), 2.75/2.3 (2dd, 2H), 2.7/2.2 (2m, 2H), 1.9/1.7 (2m, 2H), 1.75 (m, 2H), 1.4 (s,
18H), 1.3 (m, 2H), 1.3 (s, 9H), 1.15 (t, 3H), 0.65 (m, 2H)

ITPUMEP 209: (3S)-3-(4-AMunoOyTHI)-4-TUApOKCH- 1 -[ (2-Had TaTuH-2-UT(HEHUT)METHII |
-4-okco-1,4-a3adochuHan-3-kapOOHOBAS KUCIIOTA

[Tpumep 209 nonyyaroT UCXOAS U3 MPOMEKYTOUHOTO COeMHEHUs 160 B COOTBETCTBUM C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (300 MTI'u, D20) 8 yacr. Ha MiH. 8-7.4 (m, 11H), 4.35 (dd, 2H), 3.35/3 (2m, 2H),
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3.1/2.7 (2dd, 2H), 2.8 (m, 2H), 2/1.6 (2m, 2H), 1.75/1.2 (2m, 2H), 1.5 (m, 2H), 0.9 (m, 2H)

ESI/FIA/HR u MC/MC: [M+H]+=467.2095 (467.2099)

DnemeHTapHbIl aHanmu3: C=67.07(66.94); H=6.46(6.70); N=5.88(6.00)

BC: -8.570 (589 um, T=19°C, C=0.8)

[TpomexxyTounoe coenuuenue 161: Tpet-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHMIT)
aMUHO |0y THi }-1-[[4-x110p-2-(4-pTopdernn)penrn MeTui -4-3Tokcu-4-okco- 1 ,4-a3adochuHaH-
3-kapbokcuat

[TpomexkyTouHoe coenuHeHue 161 moy4aroT UCXO/ISI U3 MPOMEKYTOUYHOT'O COSTUHEHUS
129 u 4-x510p-2-(4-pTOpdheHnn)oeH3anbaeTuIa B COOTBETCTBUHU C OITMCAHHOM BBIIIIE METOTUKOM
E

SIMP 'H: (400 MT'y, AMCO-d6) & uact. na M. 7.5 (d, 1H), 7.45 (dd, 1H), 7.4 (dd, 2H),
7.29 (t, 2H), 7.25 (d, 1H), 3.92 (m, 2H), 3.5/3.3 (AB, 2H), 3.3 (m, 2H), 2.72/2.2 (2*m, 2H),
2.67/2.35 (2*m, 2H), 2-1.7 (m, 2H), 1.8 (m, 2H), 1.4 (s, 18H), 1.35 (m, 2H), 1.32 (s, 9H), 1.18
(t, 3H), 0.7 (m, 2H)

SMP 3P (400 MTI'u, AMCO-d6) 6 uact. Ha muIH. 44.88, -113.8

ITPUMEP 210: (35)-3-(4-AMuroOyTHN)- 1-[[4-X710Dp-2-(4-PTOpdhennn)hern |meTnit|-4-
TUApPOKCH-4-0Kco-1,4-a3adochunan-3-KkapOOHOBAS KMCIIOTA

[Tpumep 210 momydaroT UCXOAS U3 MIPOMEKYTOUYHOTO COEAMHEHUS 161 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE MeTOOUKOU D.

SIMP 'H: (400 MI'y, D20) 6 vacr. Ha muH. 7.57 (d, 1H), 7.51 (dd, 1H), 7.45 (d, 1H), 7.36
(m, 2H), 7.24 (t, 2H), 4.4/4.27 (AB, 2H), 3.38/3.1 (m, 2H), 3.2/2.85 (m, 2H), 2.94 (m, 2H), 2.09/
1.65 (m, 2H), 1.85/1.35 (m, 2H), 1.59 (m, 2H), 1.1 (m, 2H)

SIMP 3'P: (400 MI'y, D20) 6 wacr. Ha mutH. 25.4, -110.5

ESI/FIA/HR u MC/MC: [M+H]+=469.1455 (469.1454)

DJleMEeHTapHbIN aHAIIU3:

C=56.27(56.35); H=5.43(5.80); N=5.97(5.97); C1=7.28(7.56)

BC: -28.440 (589 um, T=20°C, C=0.9)

ITpomexxyTounoe coenuuenue 162: Tper-byTtui (3S)-3-{4-[0uc(TpeT-0yTOKCUKAapOOHMIT)
aMuHO |0y Tui }-4-3ToKCcH-1-[[4-pTOp-2-(4-runpoxcudenwnn) e | metun]-4-okco-1,4-
azadochunaH-3-KkapOOKCHIAT

[TpomexyTouHoe coenrueHue 162 moay4yaroT UCXOIS U3 IPOMEKYTOUYHBIX COCIMHEHUI
129 1 265 B COOTBETCTBHH C OITMCAHHOMU BBINIE MeTOANKOM F.

SIMP 'H: (400 MT, IMCO-d6) & uact. na Min. 9.6 (sl, 1 H), 7.49 (dd, 1 H), 7.18 (d, 2
H), 7.12 (td, 1 H), 6.98 (dd, 1 H), 6.81 (d, 2 H), 3.92 (m, 2 H), 3.5/3.3 (AB, 2 H), 3.3 (m, 2 H),
2.72/2.2 (2*m, 2 H), 2.67/2.35 (2*m, 2 H), 2-1.7 (m, 2 H), 1.8 (m, 2 H), 1.4 (s, 18 H), 1.35 (m,
2 H), 1.32 (s, 9 H), 1.18 (t, 3 H), 0.7 (m, 2 H)

SAMP 3'p: (400 MTI'u, AMCO-d6) & uact. Ha MJH. 45.1, -114.8

ITPUMEP 211: (3S)-3-(4-AMuno0yTum)- 1-[[4-dTOop-2-(4-THinpokcub e ) peHnI | MeThI |
-4-runpokcu-4-okco-1,4-azadochrHan-3-kapOboHOBasI KUCTIOTA

ITpumep 211 nomy4daroT UCXOAS U3 IPOMEKYTOUHOTO COEAMHEHNS 162 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SMP 'H: (400 MTI'u, D20) 6 yacr. Ha mutH. 7.47 (dd, 1 H), 7.12 (d, 2 H), 7.09 (td, 1 H), 7.01
(dd, 1 H), 6.88 (d, 2 H), 4.3/4.16 (AB, 2 H), 3.23/2.98 (m, 2 H), 3/2.7 (m, 2 H), 2.81 (m, 2 H),
1.96/1.55 (m, 2 H), 1.72/1.21 (m, 2 H), 1.49 (m, 2 H), 0.95 (m, 2 H)

SIMP 3'P: (400 MTI'ni, D20) & uacr. Ha MiH. 25.4, -113
ESI/FIA/HR u MC/MC: [M+H]+=451.1794 (451.1793)

Crp.: 1M1
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DneMeHTapHbIN aHanu3: C=58.16(58.66); H=5.71(6.27); N=6.30(6.22)

BC: -16.520 (589 um, T=20°C, C=0.9)

ITpomexxyTounoe coenuuenue 163: Tpet-byTtui (3S)-3-{4-[0uc(TpeT-0yTOKCUKapOOHMIT)
aMuHO |0y Tui }-4-3ToKcH-1-[4-pTop-2-(1-MeTun- 1 H-nupazon-4-un)densui]-4-okco-1,4-
azadochunaH-3-kapOOKCUIAT

I[TpomexxyTouHoe coerHeHue 163 moay4arT UCXOIS U3 IPOMEXKYTOUYHBIX COSIMHEHUI
129 1 250 B COOTBETCTBUHU C OIIMCAHHOU BBIIIIE METOTUKON F

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yact. Ha miH. 8 (s, 1 H), 7.7 (s, 1 H), 7.4 (dd, 1 H), 7.2
(dd, 1 H), 7.05 (td, 1 H), 3.97 (m, 2 H), 3.9 (s, 3 H), 3.6/3.4 (dd, 2 H), 3.25 (m, 2 H), 3/2.35 (2
m,2 H),2.8/245(2m,2 H),2 (m,2 H), 1.8 (m, 2 H), 1.4 (s, 18 H), 1.35 (s, 9 H), 1.3 (m, 2 H),
1.2 (t,3 H), 0.65 (m, 2 H)

ITPUMEP 212: (3S)-3-(4-AMmuno0yTUmN)-1-[4-pTop-2-(1-MeTun- 1 H-nupazon-4-un)oeH3un]
-4-runpokcu-4-okco-1,4-azadochrnan-3-kapOoHOBAST KUCTIOTA

[Tpumep 212 nony4daroT UCXOAS U3 MPOMEKYTOUYHOTO COEAMHEHHUS 163 B COOTBETCTBUM C
OIIMCAaHHOM BbIlIIE MeToauKkou D.

SIMP 'H: (300 MI'y, D20) é vacr. Ha mitH. 7.81 (s, 1 H), 7.7 (s, 1 H), 7.6 (dd, 1 H), 7.2 (m,
2 H), 4.45 (dd, 2 H), 3.95 (s, 3 H), 3.5/3.25 (2m, 2 H), 3.3/3 (2m, 2 H), 3 (m, 2 H), 2.1/1.75 (2m,
2 H), 1.9/1.4 2m, 2 H), 1.65 (m, 2 H), 1.15 (m, 2 H)

SIMP 'F: (300 MI', D20) & uacr. na mis. -110.5

ESI/FIA/HR u MC/MC: [M+H]+=439.1905 (439.1910)

DnemeHTapHbIl aHanu3: C=54.79(54.79); H=6.05(6.44); N=12.61(12.78)

BC:-18.620 (589 um, T=19°C, C=0.9)

[TpomexxyTounoe coenuuenue 164: Tpet-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHMIT)
aMUHO |0y Tu }-4-3ToKcH- 1-[(4-hTop-2-THodeH-2-unperun)metun]-4-oxco- 1,4-azadochrnan-
3-kapbokcuat

[TpomexxkyTouHoe coeuHeHue 164 Moy4atoT UCXOISI U3 MPOMEXKYTOUYHBIX COeTUHEHUN
129 n 246 B COOTBETCTBUHU C OIIMCAHHOU BBIIIE MeTOIUKON F

SIMP 'H: (300 MTI'u, AMCO-d6) 6 yacTt. Ha MaH. 7.66 (dd, 1 H), 7.47 (dd, 1 H), 7.31 (dd,
1 H),7.25(dd, 1 H), 7.2 (dd, 1 H), 7.16 (td, 1 H), 3.97 (m, 2 H), 3.63/3.4 (dd, 2 H), 3.25 (m, 2
H), 2.88/2.32 (2m, 2 H), 2.79/2.42 (dd, 2 H), 2.05-1.9 (m, 2 H), 1.82 (m, 2 H), 1.39 (s, 18 H),
1.33(s,9H), 1.3 (m, 2 H), 1.2 (t, 3 H), 0.7-0.4 2m, 2 H)

SMP °F: (300 MT'y, IMCO-d6) & uacr. Ha muH. -113.9

ITPUMEP 213: (35)-3-(4-AMun0OyTHN)- 1 -[(4-PTOP-2-THODEH-2-UiheHrnT)MeTHIT|-4-
ruapokcu-4-okco-1,4-azadochunan-3-kapoboHoBasi KUCIOTa

ITpumep 213 mosiyyaroT UCXOIs1 U3 MPOMEKYTOUHOI'O COeIMHEHUsT 164 B COOTBETCTBUU C
OIIMCAHHOM BBIIIE METOAUKON D.

SMP 'H: (300 MTIn, JAMCO-d6) 6 uact. Ha MmuH. 7.65 (dd, 1 H), 7.55 (dd, 1 H), 7.29 (dd,
1 H),7.2(td, 1 H), 7.15 (m, 2 H), 4.5 (dd, 2 H), 3.5/3.2 2m, 2 H), 3.3/2.9 (2m, 2 H), 2.9 (m, 2
H), 2.1/1.75 (2m, 2 H), 1.85/1.4 (2m, 2 H), 1.6 (m, 2 H), 1.1 (m, 2 H)

SIMP °F: (300 MI'y, IMCO-d6) & gacr. Ha MiH. -110

ESI/FIA/HR u MC/MC: [M+H]+=441.1405 (441.1413)

DJeMeHTapHbIN aHAJIU3:

C=54.66(54.54); H=5.90(5.95); N=6.35(6.36); S=7.27(7.28)

BC: -13.110 (589 um, T=19.5°C, C=0.7)

[TpomexxyTounoe coenuuenue 165: Tpet-bytun (3S)-3-{4-0uc(Tper-6yTOKCUKapOOHMIT)
aMHWHO |0y THII } -4-3TOKCHU- 1 -[(2-U30XMHOJIMH-5-UpeHrT ) Me T |-4-okco- 1,4-a3adochunan-3-

Crp.: 112
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KapOoKcuIaT
[TpomexyTounoe coenqruenue 165 moay4aroT UCXOISI U3 MPOMEKYTOUYHBIX COSTMHEHUIN
129 1 216 B COOTBETCTBHUH C OIMMCAHHON BBIIIE METOIUKON F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha mitH. 9.4 (s, 1 H), 8.45 (d, 1 H), 8.2 (m, 1 H),
7.75 (m, 1 H), 7.65 (m, 1 H), 7.6-7.4 (m, 3 H), 7.2 (m, 1 H), 7.15 (2*d, 1 H), 3.95-3.7 (m, 2 H),
3.5-3 (m, 4 H), 3.5-3.3 (m, 2 H), 2.7-2.4 (m, 2 H), 2.2 (m, 1 H), 2 (m, 1 H), 1.85 (m, 1 H), 1.8
(m, 2 H), 1.7-1.5 (m, 1 H), 1.5-1.25 (45,27 H), 1.1 (t, 3 H), 0.75-0.5 (m, 2 H)

ITPUMEP 214: (3S)-3-(4-AMuHOOY THIT)-4-TUAPOKCH- 1 - [ (2-M30XHUHOIUH-S5-UIHEHUIT)METHI |
-4-oxco-1,4-azadochunan-3-kapOOHOBAS KUCITOTA

ITpumep 214 mosiyyaroT UCXOIs1 U3 MPOMEKYTOUHOI'O COEIMHEHUS 165 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MTI'y, D20) 6 yact. Ha MiH. 9.25 (s, 1 H), 8.3 (dd, 1 H), 8.2 (m, 1 H), 7.85-
7.55 (m, 5 H), 7.35 (m, 1 H), 7.3 (d, 1 H), 4.45-3.8 (4d, 2 H), 3.65-3.05 (m, 2 H), 3.05-2.8 (m,
3H),2.7 (m, 1 H),2.1 (m, 1 H), 1.75 (m, 1 H), 1.7-1.5 (m, 3 H), 1.35-0.6 (m, 3 H)

ESI/FIA/HR u MC/MC: [M+H]+=468.2051 (468.2047)

DnemeHTapHbIN aHanmu3: C=64.96(64.23); H=6.08(6.47); N=9.03(8.99)

ITpomexxyTounoe coeauuenue 166: Tpet-byTtui (3S)-3-{4-[0uc(TpeT-0yTOKCUKapOOHMIT)
aMUHO |0y THII }-4-3TOKCH- 1 -[(4-dTop-2-Had TarmH-2-wiheHnT)MeThIT|-4-0okco- 1 ,4-a3adochuran-
3-kapbokcuiaT

[TpomexyTounoe coeaqrueHue 166 moay4arT UCXOIS U3 IPOMEKYTOUYHBIX COCIMHEHUI
129 u 247 B COOTBETCTBUHU C OIIUCAHHOMH BBIIlIE METOAUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) & gact. Ha MiH. 8-7.9 (m, 3 H), 7.9 (s1, 1 H), 7.6-7.5 (m,
4 H), 7.25 (td, 1 H), 7.15 (dd, 1 H), 3.9 (m, 2 H), 3.6/3.4 (dd, 2 H), 3.3 (m, 2 H), 2.75/2.3 (2m,
2 H),2.7/22 (2m,2 H), 1.9/1.75 2m, 2 H), 1.75 (m, 2 H), 1.4 (s, 18 H), 1.3 (s, 9 H), 1.3 (m, 2
H), 1.15(t, 3 H), 0.7 (m, 2 H)

ITPUMEP 215: (3S)-3-(4-AMuno0ytuin)-1-[(4-dprop-2-HadTammH-2-uidpeHun)MeThI | -4-
TUIPOKCHU-4-0KCco-1,4-a3adochrnan-3-kapOOHOBAs KUCITOTA

[Tpumep 215 monaydaroT UCXOAS U3 TPOMEKYTOUYHOTO COeIMHEHUs 166 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE METOOUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 yacr. Ha miH. 8.08 (d, 1 H), 8 (m, 2 H), 7.95 (d, 1 H), 7.7 (dd,
1 H),7.65 (m, 2 H),7.54 (dd, 1 H), 7.3 (m, 1 H), 7.3 (dd, 1 H), 4.65-4.2 (m, 2 H), 3.35/3.05 (2m,
2 H), 3.05/2.8 (2m, 2 H), 2.85 (m, 2 H), 2/1.65 (2m, 2 H), 1.85/1.35 (2m, 2 H), 1.55 (m, 2 H),
0.9 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=485.2002 (485.2005)

DnemeHTapHbIN aHanmu3: C=63.97(64.45); H=6.21(6.24); N=5.93(5.78)

BC: -6.790 (589 uMm, T=19°C, C=0.7)

ITpomexxyTounoe coenuuenue 167: Tpet-bytui (3S)-3-{4-[6uc(TpeT-0y TUIIOKCUKapOOHMIT)
aMuHO |0y THi }-1-[[2-(1-6er3oTHOheH-2-11)-4-hTopdheHnn | MeTra |-4-3TOKCH-4-0KCco- 1,4~
azadochunan-3-kapOOKCHIIAT

[TpomexxyTouHoe coeuHenue 167 moryyaroT UCXOAsl U3 MPOMEKYTOUHBIX COCTMHEHUN
129 1 217 B COOTBETCTBUM C OTIMCAHHOM BBIIIE METOIUKOM F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 8.05 (d, 1 H), 7.9 (d, 1 H), 7.6 (s, 1 H),
7.55(dd, 1 H),7.4 (m,2 H),7.35(, 1 H),7.3 (m, 1 H),3.95(m,2H),3.75(, 1 H),3.5(d, 1
H), 3.25 (m, 2 H), 2.95 (m, 1 H), 2.8 (m, 1 H), 2.45 (dd, 1 H), 2.35 (m, 1 H), 2.05-1.6 (m, 4 H),
1.42 (m, 2 H), 1.4 (s, 18 H), 1.35 (s, 9 H), 1.2 (t, 3 H), 0.65 (m, 1 H), 0.55 (m, 1 H)

ITPUMEP 216: (3S)-3-(4-Amuno0yTHIN)-1-[[2-(1-0eH30THO(GEeH-2-11)-4-bTopdeHnn | MeTu]
-4-runpokcu-4-okco-1,4-azadochuHan-3-kapOooHOBast KUCIOTA

Crp.: 113
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ITpumep 216 nosyyaroT UCXOIs1 U3 MPOMEKYTOUHOI'O COeIMHEHUsI 167 B COOTBETCTBUU C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MT'y, D20) & uacr. Ha MutH. 7.95/7.9 (2*d, 2 H), 7.65 (m, 1 H), 7.45 (m, 2
H), 7.4 (s, 1 H), 7.3 (m, 2 H), 4.55/4.4 (2*d, 2 H), 3.6-3.4 (m, 1 H), 3.25 (m, 1 H), 3.15 (m, 1
H), 2.9 (dd, 1 H), 2.85 (m, 2 H), 2.1 (m, 1 H), 1.85 (m, 1 H), 1.65 (m, 1 H), 1.6-0.85 (m, 5 H)

ESI/FIA/HR u MC/MC: [M+H]+=491.1565 (491.1564)

DJeMeHTapHbIN aHaAJIN3:

C=59.10(58.77); H=5.38(5.75); N=5.84(5.71); S=6.42(6.54)

BC: 0.930 (589 um, T=20.5°C, C=1.0)

ITpomexxyTounoe coemuuenue 168: Tper-byran (3S)-3-{4-[6uc(TpeT-OyTOKCHKapOOHWIT)
aMuHO |0y I }-4-3ToKCH- 1-[4-PpTOp-2-(1-MeTui- | H-ummnazon-5-um)6ens3ui]-4-oxco- 1,4-
azadochuHaH-3-KapOOKCHIAT

[TpomexyTounoe coenqvHeHue 168 moay4yaroT UCXOIS U3 IPOMEKYTOUYHBIX COCIMHEHUI
129 1 248 B COOTBETCTBHH C OITMCAHHOMU BBINIE MeTOANKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha miH. 7.75 (s, 1 H), 7.56 (2d, 1 H), 7.29 (2t, 1
H),7.15(2d, 1 H), 6.9 (s, 1 H), 3.95 (m, 2 H), 3.5-3.25 (m, 4 H), 3.4 (s, 3 H), 2.9/2.2 (2m, 2 H),
2.65/2.3 2m, 2 H), 1.95/1.85 (2m, 2 H), 1.85 (m, 2 H), 1.4 (m, 2 H), 1.4 (2s, 18 H), 1.35 (25, 9
H), 1.2 (t, 3 H), 1.1-0.65 (m, 2 H)

ITPUMEP 217: (3S)-3-(4-AmunoOyTuin)- 1-[4-prop-2-(1-metni- 1 H-umuaa3o1-5-um) 0eH3u|
-4-runpokcu-4-oxco-1,4-azadochunan-3-kapOoHOBASI KUCTIOTA

[Tpumep 217 mosry4aroT UCXOs1 U3 MPOMEKYTOUHOTO COEIMHEHUS 168 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MutH. 7.8 (s, 1 H), 7.68 (dd, 1 H), 7.33 (td, 1 H), 7.22
(dd, 1 H), 7.1 (s, 1 H), 4.25/4.18 (AB, 2 H), 3.6/3.2 2m, 2 H), 3.45 (s, 3 H), 3.3/3 (2m, 2 H),
2.95 (m, 2 H), 2.12/1.71 2m, 2 H), 1.9/1.42 2m, 2 H), 1.6 (m, 2 H), 1.3-1 (m, 2 H)

SIMP 'F: (400 MTI'u, D20) 6 yacrt. Ha MIH. -109.75

ESI/FIA/HR u MC/MC: [M+H]+=439.1905 (439.1905)

DneMeHTapHbI aHanu3: C=54.41 (54.79); H=6.12(6.44); N=12.74(12.78)

BC: -27.720 (589 um, T=20°C, C=0.7)

[TpomexkyTouHoe coenunenue 169: tper-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMuHO |0y Tui } - 1-[[4-x710Dp-2-(4-MeTundennn)perus |me T |-4-3Tokcu-4-okco- 1,4-
azadochunan-3-kapOOKCHIIAT

[TpomexxyTounoe coenrmuenue 169 nonyyaroT UCXOAsl U3 MPOMEKYTOUYHOTO COEAUHEHHUS
129 u 4-x710P-2-(4-MeTHI(EHIIT) OCH3ATBIETH/IA B COOTBETCTBUH C OTTMCAHHOM BBIIIIE METOIMKOM
E

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha mutH. 7.52 (d, 1 H), 7.4 (dd, 1 H), 7.25 (dd, 4
H),7.2(d, 1 H),3.9 (m,2 H), 3.5/2.8 (dd, 2 H), 2.8 (m, 2 H), 2.75/2.2 (2m, 2 H), 2.65/2.3 (2dd,
2 H),2.35(,3H),195/1.8 2m,2 H), 1.8 (m, 2 H), 1.4 (s, 18 H), 1.35 (m, 2 H), 1.35 (s, 9 H),
1.18 (t, 3 H), 0.7 (m, 2 H)

ITPUMEP 218: (3S)-3-(4-AMunoO0ytui)- 1-[[4-x10p-2-(4-MeTrideHu)peHun | MeTh | -4-
THIPOKCH-4-0KCco-1,4-a3adochrHan-3-kapOOHOBAs KUCITOTA

[Tpumep 218 momydaroT UCXOAS U3 MPOMEKYTOUHOTO COEAMHEHHUS 169 B COOTBETCTBUM C
OIIMCAHHOM BBILLIE METOAUKON D.

SMP 'H: (400 MTI'y, D20) 6 vacr. Ha mutH. 7.58 (d, 1 H), 7.5 (dd, 1 H), 7.42 (d, 1 H), 7.38
(d,2 H), 7.23 (d, 2 H), 4.4/4.25 (AB, 2 H), 3.35/3.1 (2m, 2 H), 3.2/2.81 (2m, 2 H), 2.95 (m, 2
H), 2.39 (s, 3 H), 2.09/1.68 (2m, 2 H), 1.85/1.35 (2m, 2 H), 1.6 (m, 2 H), 1.2-1 (m, 2 H)

Crp.: 114
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ESI/FIA/HR u MC/MC: [M+H]+- 465.1707 (465.1704)

OnemenTapHbiit aHanmuz: C=60.11(59.42); H=6.34(6.50); N=6.09(6.03)

BC: -26.100 (589 um, T=20°C, C=0.3)

[Tpomexytounoe coenunenue 170: tper-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMuHO]0yTHa }-1-[2-(1,2-mumetnn- 1 H-umunazon-5-un)-4-propbensu]-4-3Tokcu-4-okco- 1,4-
azadochunaH-3-KapOOKCHIAT

ITpomexxyTounoe coenuuenue 170 moryyaroT UCXOAs U3 MMPOMEKYTOUHBIX COETMHEHUN
129 u 274 B COOTBETCTBUHU C OIMHMCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (300/400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 7.55 (dd, 1 H), 7.2 (m, 1 H), 7 (d, 1
H), 6.75 (s, 1 H), 4.05-3.7 (m, 4 H), 3.5-3.3 (2*d, 2 H), 3.25 (s, 3 H), 3-2.2 (m, 4 H), 2.35 (s, 3
H), 2-1.3 (m, 6 H), 1.4 (3s, 27 H), 1.25 (m, 3 H), 0.85 (m, 2 H)

ITPUMEP 219: (3S)-3-(4-AMuno6ytumn)-1-[2-(1,2-qumetun- 1 H-umunazon-5-umn)-4-
dbropOeH3nI|-4-rugpokcu-4-okco-1,4-azadochunan-3-kapOoOHOBAS KHCIIOTA

[Tpumep 219 nony4daroT UCXOAS U3 MPOMEKYTOUYHOTO cOeMHEHUS 170 B COOTBETCTBUM C
OIIMCAaHHOM BbIlIIE MeToauKkou D.

SIMP 'H: (400 MTI'n, D20) 6 vact. Ha MatH. 7.75 (dd, 1 H), 7.55 (s, 1 H), 7.5 (m, 1 H), 7.3
(dd, 1 H),4.25(s,2 H),3.55(m, 1 H),3.45(s,3H),3.4(m, 1 H), 3.25 (m, 1 H), 3.15(dd, 1 H),
2.95(t,2H),2.65(s,3H),2.15(m, 1 H), 1.9 (m, 1 H), 1.75 (m, 1 H), 1.65 (m, 2 H), 1.45 (m,
1H),1.3(m,1H),1.15(m, 1 H)

ESI/FIA/HR u MC/MC: [M+H]+=453.2058 (453.2061)

DnemeHTapHbIl aHanu3: C=46.18(47.29); H=5.24(5.86); N=10.02(10.50)

BC: -28.200 (589 um, T=20°C, C=1.0)

ITpomexxyTounoe coenuuenue 171: Tper-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHWUIT)
aMUHO |0y THI }-4-3TOoKCH- 1-[ (4-pTOop-2-umMuaazo[ 1,2-a | mupuauH-3-uiaheHu1)Me T |-4-0Kco-
1,4-a3adochunan-3-kapOOKCHIIAT

[TpomexxyTounoe coearuenue 171 moay4aroT UCXO/IS U3 MPOMEKYTOUYHBIX COESTMHEHUI
129 1 234 B COOTBETCTBUU C OIIUCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (300 MTI'u, AMCO-d6) 6 uact. Ha maH. 7.9 (d, 1 H), 7.65 (m, 2 H), 7.65 (s, 1 H),
7.35-7.2 (m, 3 H), 6.9 (m, 1 H), 3.9 (xBanp., 2 H), 3.35 (t, 2 H), 3.35/3.25 (2*d, 2 H), 2.8-2.4
(m, 3 H), 2.4 (dd, 1 H), 2.2 (m, 1 H), 1.9-1.6 (m, 3 H), 1.5-1.3 (m, 2 H), 1.45 (s, 18 H), 1.35 (s,
9 H), 1.15 (t, 3 H), 1-0.75 (m, 2 H)

ITPUMEP 220: (3S)-3-(4-AMun0OyTHN)- 1 -[(4-DTOp-2-UMKIa30[ 1,2-a JmupuanH-3-undeHun)
MeTHIT|-4-TUAPOKCH-4-0Kco-1,4-a3adochruHan-3-kapOoHOBas KUCTIOTA

ITpumep 220 nomydaroT UCXOAS U3 IIPOMEKYTOUHOTO COEAMHEHNS 171 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) & yacrt. Ha maH. 8.05 (d, 1 H), 7.75 (dd, 1 H), 7.7 (d, 1 H), 7.7
(s,1H),7.45(m, 1 H),7.4 (m, 1 H),7.3(d, 1 H), 7 (m, 1 H), 4.6-4 (m, 2 H), 3.45 (m, 1 H), 3.05
(m,2 H),2.9 (m, 2 H), 2.8 (dd, 1 H), 2.1 (m, 1 H), 1.8 (m, 1 H), 1.65 (m, 1 H), 1.55 (m, 2 H),
1.3 (m, 1 H), 0.95 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=475.1906 (475.1905)

DnemeHTapHbIl aHanmu3: C=58.69(58.22); H=5.71(5.95); N=11.94(11.81)

BC: -27.190 (589 um, T=20°C, C=1.0)

[Tpomexytounoe coenunenue 172: Tpet-bytun (3S)-3-{4-[6uc(TpeT-0yTOKCHMKapOOHWIT)
aMuHO |0y TH } -4-3TOKCHU- 1 -[[4-pTOP-2-(2-MeTOKCUTIMpUaUH-4-11) peHut | me T |-4-okco- 1,4-
azadochuHaH-3-KapOOKCHIAT

ITpomexxyTouHOE coemHenHre 172 momy4yaroT UCXOAS U3 MMPOMEKYTOUHBIX COCIMHEHUN
129 u 249 B COOTBETCTBUHU C OIMCAHHOU BBIIIIE METOJUKON F
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SMP 'H: (400 MTI'u, AMCO-d6) 6 vact. Ha muH. 8.23 (d, 1 H), 7.52 (dd, 1 H), 7.26 (td, 1
H),7.11(dd, 1 H), 7.01 (dd, 1 H), 6.85 (sl, 1 H), 3.94 (m, 2 H), 3.9 (s, 3 H), 3.53/3.34 (dd, 2 H),
3.31 (m, 2 H), 2.74/2.24 (2m, 2 H), 2.68/2.37 (2dd, 2 H), 1.93/1.75 (2m, 2 H), 1.86-1.66 (m, 2
H), 1.41 (s, 18 H), 1.36 (m, 2 H), 1.35 (s, 9 H), 1.19 (2m, 2 H), 0.69/0.61 (t, 3 H)

ITPUMEP 221: (3S)-3-(4-AMuno6yTui)- 1-[[4-pTop-2-(2-MeTOKCUTTU PUANH-4-WIT) (PeHWUIT |
MeTu]-4-rTuApOoKCcu-4-0Kkco-1,4-a3adochuHan-3-kapOOHOBAS KUCIIOTA

[Tpumep 221 nony4daroT UCXOAS U3 MPOMEKYTOUHOTO COEAMHEHHUS 172 B COOTBETCTBUM C
OIMMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MytH. 8.17 (d, 1 H), 7.64 (dd, 1 H), 7.29 (td, 1 H), 7.17
(dd, 1 H), 7.01 (dd, 1 H), 6.86 (s, 1 H), 4.32 (dd, 2 H), 3.9 (s, 3 H), 3.45/3.07 2m, 2 H), 3.17/
2.84 2m, 2 H), 2.9 (m, 2 H), 2.1/1.68 (2m, 2 H), 1.85/1.35 (2m, 2 H), 1.6 (m, 2 H), 1.07 (m, 2
H)

ESI/FIA/HR u MC/MC: [M+H]+=466.1905 (466.1902)

DnemeHTapHbIl aHanmu3: C=56.79(56.77); H=6.15(6.28); N=8.94(9.03)

BC: -9.530 (589 uMm, T=19°C, C=1.0)

ITPUUMEP 222: (3S)-3-(4-AMuno0yTHn)- 1-[[4-bTOp-2-(2-0Kco- 1 H-tupuauH-4-wi)dheHunn|
MeTHIT|-4-TUAPOKCH-4-0Kco-1,4-a3adochruHan-3-kapOoHOBaAS KUCIIOTa

[Tpumep 222 nonydaroT UCXOAS U3 MPOMEKYTOUYHOTO COEAMHEHHUS 172 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE MeTOOUKOU D.

SIMP 'H: (400 MT', D20) & yacr. na muts. 7.64 (dd, 1 H), 7.62 (d, 1 H), 7.29 (td, 1 H), 7.18
(dd, 1 H), 6.57 (d, 1 H), 6.53 (dd, 1 H), 4.3 (dd, 2 H), 3.51/3.15 (2m, 2 H), 3.24/2.95 (2m, 2 H),
2.92 (m, 2 H), 2.13/1.7 (2m, 2 H), 1.86/1.38 (2m, 2 H), 1.58 (m, 2 H), 1.1 (m, 2 H)

SIMP '°F: (400 MI'u, D20) & uacr. na mis. -109.6

ESI/FIA/HR u MC/MC: [M+H]+=452.1745 (452.1745)

DnemeHTapHbIN aHanmu3: C=56.06(55.87); H=5.96(6.031; N=9.21(9.31)

BC: -10.270 (589 um, T=19°C, C=0.9)

ITpomexxyTounoe coenuuenue 173: Tpet-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHWUIT)
aMUHO |0y THI }-4-3TOKCH- 1 -[ [4-Tunpokcu-2-(4-metundennn)pernn metni|-4-okco-1,4-
azadochunran-3-kapOOKCHIIAT

ITpomexxyTouHoe coearuenue 173 moay4aroT UCXOISl U3 POMEKYTOUYHBIX COSTMHEHUI
129 1 266 B COOTBETCTBUU C OIIUCAHHOU BBIIIIE MeTOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MmaH. 9.4 (s, 1 H), 7.2 (s, 4 H), 7.2 (d, 1 H),
6.75(dd, 1 H), 6.7 (t, 1 H), 6.55 (s, 1 H), 3.95 (m, 2 H), 3.4 (d, 1 H), 3.25 (d, 1 H), 2.8 (m, 3 H),
2.7 (dd, 1 H), 2.35 (s, 3 H), 2.25 (dd, 1 H), 2.15 (m, 1 H), 1.9 (m, 1 H), 1.85-1.7 (m, 3 H), 1.35
(2s, 18 H), 1.25 (m, 2 H), 1.2 (t, 3 H), 0.75 (m, 2 H)

ITPUUMEP 223: (35)-3-(4-AMUHOOYTU )-4-TUAPOKCHU- | -[ [4-TUApOKCH-2-(4-MeTUII(heHIT)
dhenun metun]-4-okco-1,4-azadocunan-3-kapOoHOBAS KUCITOTA

ITpumep 223 nomydaroT UCXOAS U3 IIPOMEKYTOUHOTO COEAMHEHNS 173 B COOTBETCTBUH C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 yacr. Ha mutH. 7.47 (d, 1 H), 7.35 (d, 2 H), 7.22 (d, 2 H), 6.95
(dd, 1 H), 6.83 (d, 1 H), 4.32/4.19 (AB, 2 H), 3.32/3.05 (2m, 2 H), 3.18/2.77 (2m, 2 H), 2.95 (m,
2 H), 2.38 (s, 3 H), 2.09/1.68 (2m, 2 H), 1.85/1.35 (2m, 2 H), 1.6 (m, 2 H), 1.2-1 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=447.2045 (447.2043)

DneMeHTapHbIN aHanu3: C=62.20(61.87); H=6.77(7.00); N=6.19(6.27)

BC: -32.320 (589 um, T=20°C, C=0.7)

[TpomexxyTounoe coenuuenue 174: Tpet-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHMIT)
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aMMHO |OyTuI }-4-3TOKCH- 1 -[4-MeTOoKCcU-2-(MMua30] 1,2-a|mupuaua-3-uin)oens3un]-4-okco-1,4-
azadochunan-3-kapOOKCHIIAT

ITpomexxyTouHoe coemHeHue 174 mory4yaroT UCXOAs U3 MMPOMEKYTOUHBIX COCTMHEHUM
129 u 267 B COOTBETCTBUU C OIIMCAHHON BEIIIE METOAUKOM F.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha maH. 7.98 (d, 1 H), 7.66 (d, 1 H), 7.63 (d, 1 H),
7.5(s,1H),7.29 (t, 1 H), 7.1 (dd, 1 H), 6.98 (d, 1 H), 6.9 (t, 1 H), 3.9 (m, 2 H), 3.8 (s, 3 H),
3.35 (m, 2 H), 3.35/3.19 (AB, 2 H), 2.7/2.25 (m, 2 H), 2.62/2.1 (m, 2 H), 1.85/1.7 (m, 2 H), 1.65
(m, 2 H), 1.4 (s, 18 H), 1.35 (m, 2 H), 1.3 (s, 9 H), 1.15 (t, 3 H), 0.65 (m, 2 H)

ITPUMEP 224: (3S)-3-(4-AMUHOOYTUIT)-4-TUAPOKCHU- | -[4-TUAPOKCHU-2-(MMHUIA30
[1,2-almupuaun-3-un)oen3un]-4-okco-1,4-a3adocunan-3-kapOOHOBAS KUCIIOTA

ITpumep 224 nonydaroT UCXOAS U3 IPOMEKYTOUYHOTO COEAMHEHNS 174 B COOTBETCTBUM C
OIMCAHHOM BBIIIE METOAUKOM D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha miH. 8 (d, 1 H), 7.67 (s, 1 H), 7.65 (d, 1 H), 7.59 (d,
1 H),7.42(t,1 H),7.09 (dd, 1 H), 6.99 (t, 1 H), 6.96 (df, 1 H), 4.15 (m, 2 H), 3.4/3.02 (m, 2 H),
3.02/2.72 (m, 2 H), 2.9 (m, 2 H), 2.1/1.6 (m, 2 H), 1.75/1.22 (m, 2 H), 1.5 (m, 2 H), 0.92 (m, 2
H)

ESI/FIA/HR u MC/MC: [M+H]+=473.1950 (473.1948)

DnemeHTapHbii aHanuz: C=58.82(58.47); H=6.00(6.19); N=11.80(11.86)

BC: -34.930 (589 um, T=18°C, C=0.9)

[TpomexyTtounoe coenunenue 175: rper-byTui (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMUHO |0y THI }-4-3TOKCH- 1 -[(4-MEeTOKCH-2-TTMpUANH-4-UITPeHUT)METH |-4-0KCco-1,4-
azadochunaH-3-KapOOKCHIAT

[TpomexyTouHoe coearueHue 175 moay4aroT UCXOISI U3 MPOMEKYTOUYHBIX COSIMHEHUI
129 u 268 B COOTBETCTBUU C OIIMCAHHOU BBIIIIE METOJUKON F

SIMP 'H: (400 MI'u, AMCO-d6) 6 yact. Ha mitH. 8.61 (d, 2 H), 7.41 (d, 2 H), 7.38 (d, 1 H),
7 (dd, 1 H), 6.8 (d, 1 H), 3.92 (m, 2 H), 3.79 (s, 3 H), 3.49/3.3 (AB, 2 H), 2.73/2.18 (m, 2 H),
2.73 (m, 2 H), 2.67/2.3 (m, 2 H), 1.95-1.8 (m, 2 H), 1.7 (m, 2 H), 1.35 (2s, 18 H), 1.22 (m, 2 H),
1.18 (t, 3 H), 0.69/0.55 (m, 2 H)

ITPUMEP 225: (3S)-3-(4-AMuHOOY TWIT)-4-TUAPOKCH- | -[ (4-THIPOKCU-2-TTMPUTUH-4- U EHIIT)
MeTui]-4-okco-1,4-azadochunan-3-kapOboHOBas KHCIOTA

ITpumep 225 nojiyyaroT UCXOIs1 U3 MPOMEKYTOUHOI'O COeJIMHEHUs 175 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MT'y, D20) & uacr. Ha M. 8.6 (d, 2 H), 7.5 (d, 1 H), 7.41 (d, 2 H), 7.01
(dd, 1 H), 6.88 (d, 1 H), 4.31/4.2 (AB, 2 H), 3.41/3.05 (m, 2 H), 3.15/2.8 (m, 2 H), 2.97 (m, 2
H), 2.09/1.65 (m, 2 H), 1.85/1.35 (m, 2 H), 1.6 (m, 2 H), 1.09 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=434.1841 (434.1839)

DOnemeHTapHbIl aHanmu3: C=58.51(58.19); H=5.87(6.51); N=9.77(9.69)

BC: -28.730 (589 um, T=18°C, C=0.6)

ITpomexxyTounoe coenuuenue 176: Tpet-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHWUIT)
aMUHO |0y THI }-4-3TOKCH-1-[[4-pTop-2-(3-bTopdenun)berm | meTn]-4-okco- 1,4-azadochunan-
3-kapbokcuiat

[TpomexkyTouHoe coeiuHeHue 176 Moy4atoT UCXO/ISI U3 MPOMEXKYTOUYHBIX COETUHEHUMN
129 1 269 B COOTBETCTBUHU C OIIUCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiH. 7.52-7.08 (m, 7 H), 3.92 (m, 2 H), 3.51/
3.32 (AB,2 H), 3.3 (m, 2 H), 2.72/2.21 (m, 2 H), 2.69/2.36 (m, 2 H), 2-1.85 (m, 2 H), 1.78 (m,
2 H), 1.4 (s, 18 H), 1.34 (m, 2 H), 1.31 (s, 9 H), 1.18 (m, 3 H), 0.65 (t, 2 H)
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SAMP F: (400 MTI'u, AMCO-d6) 6 yact. Ha muIH. -112/-114

I[TPUMEP 226: (35)-3-(4-AmuroOyTHN)-1-[[4-dTOp-2-(3-PpTopdennn)derm|meTrn|-4-
TUApOKCcH-4-0kco-1,4-a3adochunan-3-KkapOOHOBAS KMCIIOTA

[Tpumep 226 nomydaroT UCXOAS U3 IPOMEKYTOUHOTO COEAMHEHUS 176 B COOTBETCTBUH C
OIIMCAHHOM BBIINIE MeTOaUKOU D.

SIMP 'H: (400 MTI'u, D20) 6 vact. Ha MJIH. 7.65 (dd, 1 H), 7.5 (m, 1 H), 7.25 (m, 1 H), 7.25
(d, 1 H),7.25-7.1 (m, 3 H), 4.4 (d, 1 H), 4.3 (d, 1 H), 3.5-3.35 (m, 1 H), 3.2 (m, 1 H), 3.15 (m,
1 H), 2.95 (m, 2 H), 2.85 (dd, 1 H), 2.1 (m, 1 H), 1.85 (m, 1 H), 1.7 (m, 1 H), 1.6 (m, 2 H), 1.35
(m, 1 H), 1.2-1 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=453.1748 (453.1749)

DOnemeHTapHbii aHanmu3: C=58.06(58.40); H=6.00(6.01); N=6.14(6.19)

BC: -15.830 (589 um, T=20.5°C, C=1.0)

[TpomexxyTtouHnoe coenuuenue 177: tper-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCMKapOOHWIT)
aMUHO |0y THI }-4-3TOKCH- 1 -[ (4-Tuapokcu-2-tuoden-2-underun)meTu|-4-okco-1,4-
azadochunan-3-kapOoKcUIaT

[TpomexxyTounoe coearuenue 177 moay4aroT UCXOIS U3 MPOMEKYTOUYHBIX COSTMHEHUI
129 1 255 B COOTBETCTBUHU C OIMHMCAHHOU BBIIIIE MeTOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha MiTH. 9.55 (s, 1 H), 7.55(d, 1 H), 7.25 (d, 1 H),
7.2(d, 1 H),7.1 (m,1 H),6.8(s,1H),6.75(dd, 1 H), 4 (m,2H),3.5(d, 1 H),3.3(d, 1 H),3.25
(m, 2 H), 2.95-2.8 (m, 2 H), 2.4 (dd, 1 H), 2.25 (m, 1 H), 2.05-1.8 (m, 4 H), 1.4 (s, 18 H), 1.35
(s, 9 H), 1.3 (m, 2 H), 1.2 (t, 3 H), 0.65 (m, 2 H)

ITPUMEP 227: (3S)-3-(4-AMurOOY T )-4-TUAPOKCHU- 1 - [ (4-THIpOKCH-2-THO(DeH-2- Uit eHIT)
MeTuI|-4-0kco-1,4-a3adochunan-3-kapOboHOBas KUCIOTA

[Tpumep 227 mosryyaroT UCXOAS U3 IPOMEKYTOUHOT'O COeAMHEHUS 177 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MT'y, D20) & uacr. Ha Muts. 7.55 (d, 1 H), 7.45 (d, 1 H), 7.2 (m, 1 H), 7.15
(d, 1 H), 6.95 (m, 2 H), 4.45 (d, 1 H), 4.35 (d, 1 H), 3.55-3.4 (m, 1 H), 3.35-3.25 (m, 1 H), 3.15
(m, 1 H), 2.95 (m, 2 H), 2.9 (dd, 1 H), 2.15 (m, 1 H), 1.85 (m, 1 H), 1.7 (m, 1 H), 1.6 (m, 2 H),
1.4 (m, 1 H), 1.2 (m, 1 H), 1.1 (m, 1 H)

ESI/FIA/HR u MC/MC: [M+H]+=439.1450 (439.1451)

DJeMeHTapHbIN aHAJIU3:

C=55.29(54.78); H=6.41(6.21); N=6.46(6.39); S=7.06(7.31)

BC: -36.090 (589 um, T=20.5°C, C=1.0)

ITpomexxyTounoe coenuuenue 178: Tpet-byTtui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHWUIT)
aMUHO |0y THI }-4-3T0oKCH- 1-[[2-(4-pTOopdhennn)-4-ruapokcudenun |meTun ]-4-okco-1,4-
azadochunan-3-kapOokcuIaT

[TpomexkyTouHoe coeiuHeHue 178 moy4aroT UCXO/ISI U3 MPOMEXKYTOUYHBIX COSTUHEHUMN
129 1 270 B COOTBETCTBUHU C OIMUCAHHOU BBIIIIE METOIUKON F

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha maH. 9.5 (sl, 1 H), 7.39 (dd, 1 H), 7.24 (dd, 1
H),7.2(d, 1 H), 6.75 (dd, 2 H), 6.6 (d, 2 H), 3.92 (m, 2 H), 3.31/3.21 (AB, 2 H), 3.3 (m, 2 H),
2.72/2.12 2*m, 2 H), 2.67/2.3 (2*m, 2 H), 2-1.8 (m, 2 H), 1.8 (m, 2 H), 1.4 (s, 18 H), 1.35 (m,
2 H), 1.32 (s, 9 H), 1.18 (t, 3 H), 0.7 (m, 2 H).

SIMP *'P: (400 MI'u, IMCO-d6) § uacr. na mis. -114.8

ITPUMEP 228: (3S)-3-(4-AMuno6ytumn)-1-[[2-(4-pTopdenun)-4-ruapokcudeHus |MeTu |
-4-runpokcu-4-oxco-1,4-azadochunan-3-kapOoOHOBAS] KUCTTOTA

[Tpumep 228 mosryyaroT UCXOIs1 U3 MPOMEKYTOUHOTO CoeIMHEHUs 178 B COOTBETCTBUU C
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OIIMCAaHHOM BBIlIIE MeToauKou D.

SIMP 'H: (400 MTI'n, D20) 6 vact. Ha MaH. 7.47 (d, 1 H), 7.32 (dd, 2 H), 7.22 (dd, 2 H),
6.98 (dd, 1 H), 6.85 (d, 1 H), 4.32/4.2 (AB, 2 H), 3.37/3.05 (m, 2 H), 3.15/2.8 (m, 2 H), 2.95 (m,
2 H), 2.09/1.65 (m, 2 H), 1.85/1.35 (m, 2 H), 1.59 (m, 2 H), 1.1 (m, 2 H)

SIMP °F: (400 MI'y, D20) & uacr. Ha mis. -113.5

ESI/FIA/HR u MC/MC: [M+H]+=451.1792 (451.1793)

DnemeHTapHbIN aHamu3: C=58.29(58.66); H=6.12(6.27); N=6.20(6.22)

BC: -36.630 (589 um, T=21°C, C=1.0)

ITpomexxyTounoe coenuuenue 179: Tper-bytui (3S)-3-{4-[6uc(TpeT-0yTOKCUKapOOHMIT)
aMHuHO |0yTun }-1-[[2-(3,4-mumeTokcudenun)-4-rugpokcuderns |MeTun | -4-3TokcH-4-okco- 1,4-
azadochunan-3-kapOOKCHIIAT

I[TpomexyTouHoe coerHeHue 179 moay4yarT UCXOIS U3 MPOMEXKYTOUYHBIX COSIMHEHUI
129 1 256 B COOTBETCTBUHU C OIIMCAHHOU BBIIIIE METOIUKON F

SAMP 'H: (400 MTI'u, AMCO-d6) d yact. Ha MmaH. 9.4 (m, 1 H), 7.2 (d, 1 H), 7 (d, 1 H), 6.85
(m, 2 H), 6.7 (dd, 1 H), 6.6 (dd, 1 H), 3.95 (m, 2 H), 3.8 (2s, 6 H), 3.4/3.25 (2d, 2 H), 3.3 (m, 2
H),2.8 (m, 1 H),2.7 (m, 1 H), 2.3 (dd, 1 H), 2.15 (m, 1 H), 1.9 (m, 1 H), 1.8 (m, 3 H), 1.4/1.25
(2m, 2 H), 1.4 (s, 18 H), 1.35 (s, 9 H), 1.2 (t, 3 H), 0.75 (xBuHT, 2 H)

ITPUMEP 229: (3S)-3-(4-AMuno6yTtui)- 1-[[2-(3,4-mumeTokcrud e )-4-ru ApoKCUpeHUI |
MeTHIT|-4-TUAPOKCH-4-0Kco-1,4-a3adochruHan-3-kapOoHOBas KMCIIOTA

[Tpumep 229 nomydaroT UCXOAS U3 MPOMEKYTOUHOTO COEAMHEHUS 179 B COOTBETCTBUM C
OIIMCAHHOM BBIIIE MeTOaUKOU D.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha miH. 7.05 (s, 1 H), 7-6.85 (dd;d, 2 H), 6.85 (d,
1 H),6.25(dd, 1 H), 6.15 (s, 1 H),3.75 (s, 6 H), 3.2 (d, 1 H), 3.05 (d, 1 H), 3-2.85 (m, 1 H),
2.8-2.65 (m, 1 H), 2.45-2.25 (m, 3 H), 2.15 (m, 1 H), 1.85-1.7 (m, 2 H), 1.65 (m, 1 H), 1.3-1.15
(m, 3 H), 0.9 (m, 1 H), 0.8 (m, 1 H)

ESI/FIA/HR u MC/MC: ESI-HR+/-: [M+H]+=493.2098 (493.2098)

DnemeHTapHbii aHanmu3: C=58.52(58.53); H=6.32(6.75); N=5.48(5.69)

BC: -32.470 (589 um, T=20°C, C=0.9)

ITPUMEP 230: (3S)-3-(4-AMuHOOYTHI)-4-THIpOKCH- | -[ (4-TUApOKCHDEeHMIT)METUIT | -4-OKCO-
1,4-a3adochunan-3-kapboHOBasI KUCIOTA

ITpumep 230 nomydaroT UCXOAS U3 IIPOMEKYTOUYHOTO coequHeHus 129 u 4-
THIPOKCHOCH3ATBICTHAA B COOTBETCTBUM C OITMCAHHBIMU BBIIIE MeTOoAMKaMu F u D.

SIMP 'H: (400 MTI'u, D20) 6 vacrt. Ha mitH. 7.32 (d, 2 H), 6.9 (d, 2 H), ueHTprpOBaHHbIN
npu 4.2 (AB, 2 H), 3.7/3.28 (2m, 2 H), 3.45/3.05 (2dd, 2 H), 2.9 (m, 2 H), 2.21/1.75 (2m, 2 H),
1.9/1.45 2m, 2 H), 1.59 (m, 2 H), 1.22/1.1 2m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=357.1577 (357.1574)

DOnemeHTapHbil aHanmu3: C=54.12(53.93); H=6.96(7.07); N=7.93(7.86)

BC: -56.580 (589 um, T=20°C, C=1.0)

ITPUMEP 231: (35)-3-(4-AMuno0yTHN)-1-[[2-(4-x110pdenn)beHn |MeTr |-4-TUIPOKCH-
4-oxco-1,4-a3adochunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 231 mosTydaroT UCXOAS U3 POMEKYTOUYHOTO COeaMHEHHUs 129 u 2-(4-xopdheHm)
OeH3aIbIeruaa B COOTBETCTBUM C OITMCAHHBIMU BhIIIEe MeToaukamu F u D.

SIMP 'H: (300 MT'y, D20) & wact. a MiH. 7.59 (m, 1 H), 7.51 (m, 2 H), 7.51 (d, 2 H), 7.38
(m, 1 H), 7.31 (d, 2 H), 4.33 (AB, 2 H), 3.39/3.08 (2m, 2 H), 3.15/2.83 (2m, 2 H), 2.92 (m, 2
H), 2.07/1.62 (2m, 2 H), 1.83/1.34 (2m, 2 H), 1.56 (m, 2 H), 1.06 (m, 2 H)

ESI/FIA/HR 1 MC/MC: [M+H]+=451.1541 (451.1553)
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DneMmeHTapHbI aHanu3: C=58.91(58.60); H=6.12(6.26); N=5.85(6.21)

BC:-10.140 (589 um, T=20°C, C=0.8)

ITPUMEP 232: (3S)-3-(4-AMUHOOYTUIT)-4-TUAPOKCH-1-[[2-[2-MeTUIT-5-(TpUTOpMETHIT)
nipa3o-3-ui]peHu | metuin]-4-okco-1,4-a3adochunan-3-kapOoHOBasT KUCITIOTA

[Tpumep 232 nonydaroT UCXOAS U3 MPOMEKYTOUHOTO coeuHeHus 129 u 2-[1-metnn-3
(TpudTopmeri)- 1 H-upazon-5-un]oens3anpaeruga B COOTBETCTBUM C OTTMCAHHBIMU BBIIIIE
MmertoaukamMu F u D.

SMP 'H: (300 MTI'y, D20) 6 yact. Ha MutH. 7.63/7.46 (m, 4 H), 6.81 (s, 1 H), 4.21 (AB, 2
H), 3.65 (s, 3 H), 3.5/3.19 2m, 2 H), 3.26/3 (2m, 2 H), 2.91 (m, 2 H), 2.15/1.69 2m, 2 H), 1.87/
1.4 (2m, 2 H), 1.58 (m, 2 H), 1.11 (m, 2 H)

SIMP '°F: (300 MI'n, D20) 6 uacr. Ha MiH. -61.8

ESI/FIA/HR u MC/MC: [M+H]+=489.1869 (489.1878)

DOnemenTapHbiii aHanuz: C=51.64(51.64); H=6.03(5.78); N=11.47(11.47)

BC: -27.030 (589 um, T=20°C, C=0.9)

ITPUMEP 233: (3S)-3-(4-AMuHOOYTHIT)-4-TUAPOKCH-4-0KCO- 1 -[[2-(TprdpTOpMeTHi)heHun]
Metui|-1,4-azadochunan-3-kapOboHoBasI KUCIOTA

[Tpumep 233 nonyyaroT UCXOAS U3 TPOMEKYTOUHOTO coeuHeHus 129 u 2-
TpudTOpMETHIIOCH3ATIBIETHIA B COOTBETCTBUHY C OIMMCAHHBIMU BBIIIe MeTOIMKamMu F u D.

SIMP 'H: (300 MI', D20) & uacr. Ha miH. 7.88-7.6 (m, 4 H), 4.51 (AB, 2 H), 3.69/3.43
(2m, 2 H), 3.48/3.25 (2m, 2 H), 2.92 (m, 2 H), 2.22/1.78 (2m, 2 H), 1.93/1.49 (2m, 2 H), 1.59
(m, 2 H), 1.23/1.09 (2m, 2 H)

SIMP '°F: (300 MI'y, D20) 6 uact. Ha MiH. -58.3

ESI/FIA/HR u MC/MC: [M+H]+=409.1492 (409.1499)

OnemenTapHbiii aHanuz: C=49.52(50.0); H=5.85(5.92); N=7.00(6.86)

BC:-38.120 (589 um, T=20°C, C=1.0

ITPUMEP 234: (3S)-3-(4-AMunoO0yTHi)- 1-[(4-GTOop-2-TUPUMUIUH- 5 -UIEHUT)METHI |-4-
THIPOKCH-4-0Kco-1,4-a3adochrnHan-3-kapOOHOBAs KUCITOTA

[Tpumep 234 monyvaroT UCXOISI U3 MPOMEXKYTOYHOTO coeuHeHus 129 u 4-pTop-(2-
MUPUMMJIUH-5-UJT)OEH3aJIbIETU/IA B COOTBETCTBUM C OMMUCAHHBIMU BhIIIe MeToAuKaMu F u D.

SIMP 'H: (300 MTI'u, D20) 6 vact. Ha MitH. 9.2 (s, 1 H), 8.82 (s, 2 H), 7.7 (dd, 1 H), 7.35
(td, 1 H), 7.2 (dd, 1 H), 4.38/4.28 (2*d, 2 H), 3.5/3.15 (2*m, 2 H), 3.25/2.9 (2*m, 2 H), 2.9 (t, 2
H), 2.1/1.6 (2*m, 2 H), 1.85/1.6 (2*m, 2 H), 1.6/1.1 (2*m, 2 H), 1.38/1.1 (2*m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=437.1740 (437.1753)

DnemeHTapHbIl aHanmu3: C=54.96(55.04); H=4.82(6.00); N=12.78(12.84)

BC:-23.070 (589 um, T=20°C, C=1.1)

ITPUMEP 235: (3S)-3-(4-AMuHOOY T )-4-TUIPOKCH- 1 -[ [ 2-(2-MeTrITIpa30I1-3-1it) (heHu |
MeTHI|-4-0kco-1,4-a3adochunan-3-kapOboHoBas KUCIOTA

ITpumep 235 nosry4yaroT UCXOAS U3 IPOMEXKYTOUHBIX coetMHeHUI 129 1 280 B COOTBETCTBUM
C OIIMCAaHHBIMU BblllIe MeToAUKaMU F u D.

SIMP 'H: (300 MTI'u, D20) 6 vact. Ha MaH. 7.7-7.35 (m, 4 H), 7.65 (d, 1 H), 6.45 (d, 1 H),
4.25/4.15 (dd, 2 H), 3.6 (s, 3 H), 3.5/3.2 2m, 2 H), 3.3/3 (dd, 2 H), 2.9 (m, 2 H), 2.15/1.7 (2m,
2 H), 1.9/1.4 (2m,2 H), 1.6 (m, 2 H), 1.3-1 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=421.1998 (421.2004)

DneMeHTapHbIi aHanu3: C=57.19(57.13); H=7.08(6.95); N=13.43(13.33)

BC:-29.970 (589 um, T=19.5°C, C=1.0)

ITPUMEP 236: (3S)-3-(4-AMuno6yTui)- 1-[[4-dTop-2-(2-MeTunnupa3o-3-mi)heHunn]
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MeTHII|-4-TUAPOKCH-4-0Kco-1,4-a3adochruHan-3-kapOoHOBas KUCIIOTa
ITpumep 236 nosryyaroT UCXOAS U3 MPOMEXKYTOUHBIX COeIMHEHUI 129 1 277 B COOTBETCTBUH
C OIIMCAHHBIMU BbILIE MeToauKaMu F u D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha mutH. 7.7 (dd, 1 H), 7.65 (d, 1 H), 7.39 (td, 1 H), 7.24
(dd, 1 H), 6.5 (d, 1 H), 4.25/4.13 (AB, 2 H), 3.61 (s, 3 H), 3.48/3.18 (m, 2 H), 3.29/3 (m, 2 H),
2.94 (m, 2 H), 2.17/1.7 (m, 2 H), 1.9/1.41 (m, 2 H), 1.6 (m, 2 H), 1.2/1.1 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=439.1903 (439.1905)

DOnemeHTapHbll aHanu3: C=54.74(54.79); H=6.38(6.44); N=12.57(12.78)

BC: -26.790 (589 um, T=21°C, C=1.0)

ITPUMEP 237: (3S)-3-(4-AMunoOyTHI)-4-TUaApOKCH-1-[ (2-uMua3o[ 1,2-a | mupuauH-3-
wideHu)MeTnn|-4-okco-1,4-azadochunan-3-kapOoHOBasT KUCITIOTA

[Tpumep 237 nosty4yaroT UCXOAS U3 MPOMEKYTOUHBIX COeIMHEHUI 129 1 227 B COOTBETCTBUU
C OIIMCAaHHBIMHU BbIlIe MeTOAUMKAaMHU F u D.

SIMP 'H: (300 MTI'u, D20) & uacr. Ha mis. 7.98 (d, 1 H), 7.68 (s, 1 H), 7.65 (d, 1 H), 7.65
(m, 2 H), 7.52 (m, 1 H), 7.45 (dd, 1 H), 7.22 (m, 1 H), 6.98 (t, 1 H), 4.25 (m, 2 H), 3.45/3.1
(2*m, 2 H), 2.9 (m, 2 H), 2.85 (m, 2 H), 2.12/1.55 (2*m, 2 H), 1.8/1.55 (2*m, 2 H), 1.55/0.95
(2*m, 2 H), 1.28/0.95 (2*m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=457.1993 (457.1999)

DnemeHTapHbii aHanu3: C=60.73(60.52); H=6.00(6.40); N=12.29(12.27)

BC: -33.550 (589 um, T=19°C, C=0.9)

ITPUMEP 238: (3S)-3-(4-AMuno06yTumn)- 1-[[4-dpTop-2-(3-ruapoxcudenus)dheHus |]MeTu|
-4-runpokcu-4-okco-1,4-azadochrnan-3-kapOoHOBAST KUCTIOTA

[Tpumep 238 nmosryvyaroT UCXOAS U3 MPOMEXKYTOUHBIX COeIMHEHUI 129 1 254 B COOTBETCTBUM
C OTIMCAHHBIMU BbIIIe MeToauKaMu F u D.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yact. Ha miH. 7.6 (dd, 1 H), 7.4 (m, 1 H), 7.25 (m, 1 H),
7.15(d, 1 H),6.95(dd, 1 H),6.9 (dd, 1 H), 6.85 (s, 1 H), 4.4 (d, 1 H), 4.25 (d, 1 H), 3.5-3.3 (m,
1 H), 3.25-3 (m, 2 H), 2.95 (m, 2 H), 2.85 (dd, 1 H), 2.1 (m, 1 H), 1.85 (m, 1 H), 1.65 (m, 1 H),
1.6 (m, 2 H), 1.35 (m, 1 H), 1.2-1 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=451.1794 (451.1793)

DnemeHTapHbIi aHamu3: C=58.81(58.66); H=5.81(6.27); N=6.19(6.22)

BC: -19.520 (589 um, T=21°C, C=1.0)

ITPUMEP 239: (35)-3-(4-AMuaOOYTHN)- 1 -[[4-PTOP-2-(6-METOKCUTTUPUIUH-3-1IT)(DeHMIT |
MeTHIT|-4-TUAPOKCH-4-0Kco-1,4-a3adochruHan-3-kapOoHOBas KUCTIOTA

[Tpumep 239 moayyaroT UCXOS U3 TPOMEKYTOUHOTO coenuHeHust 129 u 4-prop-2-(6-
METOKCH-3-MUPUANHUIT)OEH3ATbACTUA B COOTBETCTBUM C ONTMCAHHBIMU BbIIIIE METOAUKAMU
FuD.

SIMP 'H: (400 MTI'y, D20) 6 yact. Ha MaH. 8.1 (d, 1 H), 7.8 (dd, 1 H), 7.65 (dd, 1 H), 7.3
(td, 1 H),7.15(dd, 1 H),7(d, 1 H), 4.4/4.3(2d,2 H),3.9 (s,3 H),3.45(m, 1 H), 3.2 (dd, 1 H),
3.1 (m, 1 H), 2.95 (m, 2 H), 2.85 (dd, 1 H), 2.1 (m, 1 H), 1.85 (m, 1 H), 1.65 (m, 1 H), 1.6 (m,
2 H), 1.35(m, 1 H), 1.1 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=466.1903 (466.1902)

DnemeHTapHbIl aHanmu3: C=57.18(56.77); H=6.17(6.28); N=9.05(9.03)

BC: -11.850 (589 um, T=20°C, C=0.9)

ITPUMEP 240: (35)-3-(4-AMUHOOYTHIT)-4-TUAPOKCH- 1 -[ [2-(6-TUAPOKCUTTUPUANH-3-WIT)
dhenun |metui]-4-okco-1,4-azadochunan-3-kapOOHOBAS KUCIIOTA

[Tpumep 240 nomydaroT UCXOAS U3 IPOMEKYTOUHOTO coeMHeHUs 129 u 2-(6-meTokcu-3-
MMUPUIMHIIT)OEH3aIb/IeTHIa B COOTBETCTBUM C OITMCAHHBIMU BbIlIe MeToAuKaMu F u D.

Crp.: 121
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SIMP 'H: (400 MT'n, D20) & uacr. Ha M. 7.7 (dd, 1 H), 7.6 (d, 1 H), 7.55-7.4 (2m, 4 H),
6.7 (d, 1 H),4.4 (2d koan.,2 H), 3.5 (m, 1 H), 3.3 (dd, 1 H), 3.2 (m, 1 H), 3 (dd, 1 H), 2.95 (m,
2H),2.1 (m, 1 H), 1.9 (m, 1 H), 1.7 (m, 1 H), 1.6 (m, 2 H), 1.4 (m, 1 H), 1.1 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=434.1840 (434.1839)

DnemeHTapHbIl aHanmu3: C=58.14(58.19); H=6.38(6.51); N=9.60(9.69)

BC: -8.440 (589 um, T=20°C, C=0.8)

ITPUMEP 241: (3S)-3-(4-AMuno0yTun)-1-[[4-pTop-2-(6-ruApOKCUTTU PUIMH-3-1iT)(eH U]
MeTHII|-4-TUAPOKCH-4-0Kco-1,4-a3adochruHaH-3-kapOoOHOBAS KHCIIOTa

[Tpumep 241 moaydarOT UCXOS U3 IPOMEKYTOUHOTO coenuHeHust 129 u 4-prop-2-(6-
METOKCHU-3-NIUPUIMHUIT)OEH3aJIbJIETHAA B COOTBETCTBUY C OITMCAHHBIMU BbIIIE METOAUKAMU
FuD.

SIMP 'H: (400 MTI'u, D20) & yact. Ha MaH. 7.7 (dd, 1 H), 7.6 (m, 2 H), 7.3 (td, 1 H), 7.2
(dd, 1 H), 6.7 (d, 1 H), 4.35 (2 d xoan., 2 H), 3.5 (m, 1 H), 3.25 (m, 1 H),3.2 (m, 1 H), 3 (dd, 1
H),2.95 (m,2 H), 2.1 (m, 1 H), 1.9 (m, 1 H), 1.7 (m, 1 H), 1.6 (xBunT, 2 H), 1.4 (m, 1 H), 1.1
(m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=452.1746 (452.1745)

DneMeHTapHbIN aHanu3: C=55.62(55.87); H=5.85(6.03); N=9.16(9.31)

BC: -7.630 (589 uMm, T=20°C, C=0.7)

ITPUMEP 242: (3S)-3-(4- AMUHOOYTHIT)-4-TUIPOKCHU- 1 -[[4-TUAPOKCH-2-(6-METOKCUITUPH TUH-
3-wm)denuin|meTui]-4-okco-1,4-a3adochuHan-3-kapOOHOBAS KUCIOTA

ITpumep 242 nonydaroT UCXO1s1 U3 MPOMEKYTOUHBIX cCoeIMHEHUI 129 1 230 B COOTBETCTBUU
C OIMCAaHHBIMHU BbIllIe MeTOAUMKaMHU F u D.

SIMP 'H: (400 MTI'y, D20) 6 yact. Ha miH. 7.95 (d, 1 H), 7.6 (dd, 1 H), 7.4 (d, 1 H), 6.9 (m,
2H),6.7(d,1H),4.2-4.1(2d.,2 H), 3.8 (s, 3 H), 3.3-2.95 2m, 2 H), 3.1-2.7 (2m, 2 H), 2.85 (m,
2 H), 2.0-1.5 2m, 2 H), 1.75-1.25 2m, 2 H), 1.5 (m, 2 H), 1.0 (m, 2 H)

DneMeHTapHbId aHanu3: C=56.79(57.01); H=6.62(6.52); N=8.99(9.07)

BC: -27.320 (589 um, T=20°C, C=0.8)

ITPUMEP 243: (3S)-3-(4-AMuHoOyTUIT)-4-TUAPOKCU-4-0KCO-1-[(2-0KCcO-1,3-
JTUTUIPOOEH3UMH1a30J1-5-um)MeTui]- 1,4-a3adochunan-3-kapOboHOBAST KUCIOTA

[Tpumep 243 nonydaroT UCXOAS U3 MPOMEKYTOUHOTO coeMHeHus 129 u 2-okco-1,3-
JTUTUIPOOEH30THA30II-5-KapOaabaeruaa B COOTBETCTBUU C ONTMCAHHBIMU BBIIIIE METOIUKAMMU
FuD.

SIMP 'H: (400 MT', D20) & uact. Ha muts. 7.25 (s, 1 H), 7.2 (m, 2 H), 4.45 (d, 1 H), 4.25
(d, 1 H), 3.8-3.65 (m, 1 H), 3.55-3.4 (m, 1 H), 3.35 (m, 1 H), 3.1 (dd, 1 H), 2.95 (m, 2 H), 2.3-
2.15 (m, 1 H), 2-1.85 (m, 1 H), 1.85-1.7 (m, 1 H), 1.6 (m, 2 H), 1.55-1.4 (m, 1 H), 1.3-1 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=397.1635 (397.1635)

ITPUMEP 244: (3S)-3-(4-AMuHo6yTUI)- 1-[[4-dTOP-2-(6-METOKCUTTUPUANH-2-WIT) (PeHUT |
MeTHII|-4-TUAPOKCH-4-0Kco-1,4-a3adochruHaH-3-kapOoOHOBAS KHCIIOTa

[Tpumep 244 nosy4aroT UCXOAS U3 MPOMEXKYTOUHBIX COeIMHEHMI 129 1 231 B COOTBETCTBUH
C OIIMCAHHBIMU BbIIIe MeToAUMKaMu F u D.

SIMP "H: (300 MT'w, D20) & wacr. Ha mis. 8.2 (t, 1 H), 7.8 (dd, 1 H), 7.7 (dd, 1 H), 7.55
(m, 2 H),7.2(d, 1 H), 4.7 (d, 1 H), 4.5 (d, 1 H), 4.2 (s (+m, 3 H), 3.9 (m, 1 H), 3.6 (m, 3 H), 3.2
(t (+m, 2 H), 2.6 (m, 1 H), 2.05 (m, 2 H), 1.8 (m, 2 H), 1.7 (m, 1 H), 1.4/1.3 (2m, 2 H)

SMP '°F: (300 MI', D20) & uacr. Ha miH. -110.9
ESI/FIA/HR u MC/MC: [M+H]+=466.1901 (466.1902)
DnemeHTapHbIi aHanu3: C=57.09(56.77); H=6.16(6.28); N=8.87(9.03)
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BC: -69.790 (589 um, T=19°C, C=0.8)

ITPUUMEP 245: (3S)-3-(4-AmunoOyTun)- 1-[[4-pTop-2-(1,3-Ta3051-2-1i1)heHnIT |MeTHIT | -4-
TUApOKCcHU-4-okco-1,4-a3adochunan-3-kapOOHOBAS KMCIIOTA

ITpumep 245 nosryqyaroT UCXOAS U3 IPOMEXKYTOUHBIX COeIMHEHUI 129 1 232 B COOTBETCTBUH
C OTIMCaHHBIMU BBIIIE MeToMKaMu F u D.

SIMP 'H: (300 My, D20)  wact. na min. 8 (d, 1 H), 7.7 (m, 2 H), 7.7 (dd, 1 H), 7.3 (td,
1 H),4.5(d, 1 H),4.3 (d, 1 H), 3.85 (m, 1 H), 3.45 (m, 2 H), 3.15 (dd, 1 H), 2.9 (m, 2 H), 2.3

(m,1 H), 1.85(m, 2 H), 1.55(m,3 H), 1.2 (m, 1 H), 1 (m, 1 H) AMP 19 (300 MI'y, D20) 6
yacT. Ha MJH. -109

ESI/FIA/HR u MC/MC: [M+H]+=442.1358 (442.1360)

DJIeMEeHTapHbIN aHAIIU3:

C=51.13(51.69); H=5.30(5.71); N=9.42(9.52); S=7.25(7.26)

BC:-99.540 (589 um, T=18°C, C=0.8)

ITPUMEP 246: (3S)-3-(4-AMUHOOYTHIT)-4-TUTIPOKCHU- 1 -[ [4-TUIPOKCU-2-(3-METUITMMU1a30J1-
4-nm)penunmetun]-4-okco-1,4-a3adochunan-3-kapOOHOBAS KUCIOTA, OPOMIHIPAT

[Tpumep 246 nosyvyaroT UCXOAS U3 MPOMEKYTOUHBIX COeIMHEHUI 129 1 276 B COOTBETCTBUH
C OIMCAaHHBIMH BbIlIe MeToaAUKaMu F u D.

SIMP 'H: (300 MI'y, D20) 6 yact. Ha mitH. 8.85 (s, 1 H), 7.65(d, 1 H), 7.6 (s, 1 H), 7.2 (dd,
1H),7(,1H),44 (m,1H),4.15 (m, 1 H), 3.7 (m, 1 H), 3.6 (s, 3 H), 3.55-3.2 2m, 2 H), 3.1
(m, 1 H), 2.9 (m, 2 H), 2.15 (m, 1 H), 1.9 (m, 2 H), 1.6 (m, 3 H), 1.25 (2m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=437.1947 (437.1948)

OnemenTapHbiii aHanmuz: C=39.13(40.15); H=5.22(5.22); N=8.85(9.37)

BC: -15.390 (589 um, T=21°C, C=1.0)

ITPUMEP 247: (3S)-3-(4-AMHUHOOY THIT)-4-THAPOKCH- 1 -[ [4-TUApOKCU-2-(2-METUIITTMPA30JI-
3-wm)dennn]metri]-4-okco-1,4-a3adochuHan-3-kapOOHOBAS KUCIIOTA

[Tpumep 247 nony4daroT UCXO1s U3 IPOMEXKYTOUHOTO coeiMHeHus 129 u 4-rugpokcu-2-(2-

METWINUPA30J1-3-WT)0eH3IbAEIUIa B COOTBETCTBUM C ONIMCAHHBIMU Bblllle MEeTOIMKamMu F u
D.

SIMP 'H: (400 MTI'u, D20) 6 vacrt. Ha mitH. 7.63 (s, 1 H), 7.52 (dd, 1 H), 7.08 (d, 1 H), 6.9
(s, 1 H), 6.44 (d, 1 H), 4.18/4.05 (2m, 2 H), 3.61 (s, 3 H), 3.45/3.15 (2m, 2 H), 3.26/2.95 (2dd,
2 H), 2.95 (m, 2 H), 2.15/1.68 (2m, 2 H), 1.9/1.4 (2m, 2 H), 1.6 (m, 2 H), 1.2/1.1 2m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=437.1947 (437.1948)

DneMeHTapHbIN aHanu3: C=55.22(55.04); H=6.48(6.70); N=12.72(12.84)

BC: -44.210 (589 um, T=20°C, C=1.0)

ITPUMEP 248: (3S)-3-(4-AMuno6ytumn)-1-[[2-(3,4-numeTokcudenun)heHus |MeTu |-4-
TUIPOKCHU-4-0KCco-1,4-a3adochrnan-3-kapOOHOBAs KUCITOTA

[Tpumep 248 mosryyaroT UCXOs1 U3 MPOMEKYTOUHOTO coeuHeHus 129 u 2-(3,4-
TUMETOKCU(DEeHUIT)OeH3alIbIeTHIA B COOTBETCTBUM C ONTMCAHHBIMHU BbIIIIe MeTOauKamMu F u D.

SIMP 'H: (300 MTI'u, D20) & yact. Ha MaH. 7.6 (dd, 1 H), 7.5 (m, 2 H), 7.35(dd, 1 H), 7.1
(d,1H),7(,1H),6.9(dd, 1H),4.45/4.3 (2d,2 H),3.85(2s, 6 H), 3.35/3.1 2m, 2 H), 3.1/
2.9 (m+dd, 2 H), 2.95 (m, 2 H), 2.1/1.65 (2m, 2 H), 1.85/1.35 (2m, 2 H), 1.6 (m, 2 H), 1.05 (m,
2 H)

ESI/FIA/HR u MC/MC: [M+H]+=477.2147 (477.2149)

DOnemeHTapHbii aHanmu3: C=60.13(60.50); H=6.84(6.98); N=5.68(5.88)

BC:-21.710 (589 um, T=18°C, C=1.0)

ITPUMEP 249: (3S)-3-(4-AMuHoOyTUN)-1-[[2-(2,3-AMMETUIMMUAA30J1-4- 1T )-4-
TUAPOKCU(PEHMIT ] METHIT |-4-TUAPOKCHU-4-0KCO-1,4-a3adochrHan-3-KkapOOHOBAS KMCIIOTa
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[Tpumep 249 nostyyaroT UCXOAs U3 MPOMEXKYTOUHBIX COeIMHEHUI 129 1 275 B COOTBETCTBUU
C ONIMCAHHBIMHU BbIlIE MeTOAUKAMHU F u D.

SIMP 'H: (400 MTI'u, D20) d yacr. Ha muiH. 7.55 (d, 1 H), 7.45 (s, 1 H), 7.15 (dd, 1 H), 6.95
(s, 1 H),4.15 (sl, 2 H), 3.65-3.5 (m, 1 H), 3.45 (s, 3 H), 3.35 (m, 1 H), 3.2 (m, 1 H), 2.95 (dd, 1
H), 2.95 (t,2 H), 2.65 (s, 3 H), 2.15 (m, 1 H), 1.9 (m, 1 H), 1.75 (m, 1 H), 1.6 (m, 2 H), 1.45
(m, 1 H), 1.35-1.05 (2m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=451.2102 (451.2105)

DneMeHTapHbIN aHanu3: C=46.98(47.47); H=6.05(6.07); N=10.40(10.54)

BC: -37.730 (589 um, T=20.5°C, C=1.0)

ITPUMEP 250: (35S)-3-(4-AMunoOyTrin)-1-[[2-(2,3-mumMe TUIMMuIa30J1-4-11) peHuIT |Me TrII |
-4-runpokcu-4-oxco-1,4-azadochunan-3-kapOoOHOBASI KUCTIOTA

[Tpumep 250 nosyvyaroT UCXOAS U3 MPOMEKYTOUHBIX COeIMHEHUI 129 1 226 B COOTBETCTBUH
C OIIMCAaHHBIMHU BbIlIe MeTOAUMKAaMHU F u D.

SIMP 'H: (400 MTI'y, D20) & yact. Ha MiH. 7.75-7.45 (m, 4 H), 7.45 (s, 1 H), 4.25 (m, 2 H),
3.5/3.2 2m, 2 H), 3.4/3.1 (m, 2 H), 3.4 (s, 3 H), 2.9 (m, 2 H), 2.65 (s, 3 H), 2.1/1.7 (2m, 2 H),
1.9/1.45 2m, 2 H), 1.6 (m, 2 H), 1.25/1.1 (2m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=435.2179 (435.2161)

DnemeHTapHbii aHanuz: C=49.57(50.37); H=5.92(5.88); N=9.92(10.21)

BC: -23.310 (589 um, T=20°C, C=0.9)

ITPUMEP 251: (3S)-3-(4-AMun00OyTHN)- 1-[[4-bTOP-2-(4-DTOP-3-THApOKCUeHrT)DeHun]
MeTUI1|-4-TuApOKCcU-4-0Kco-1,4-a3adochuHan-3-kapOboHOBas KUCTIOTA

[Tpumep 251 noayyaroT UCXO IS U3 TPOMEKYTOUHOTO coetuHeHus 129 u 4-prop-2-(4-prop-
3-TUIPOKCU(EHUIT)OEH3ATBACTHIA B COOTBETCTBUY C ONTMCAHHBIMHU BbIIIIe MeTOAUKaMu F n
D.

SIMP 'H: (400 MTI'y, D20) d wact. Ha MutH. 7.6 (d, 1 H), 7.25 (2*m, 2 H), 7.15 (d, 1 H), 6.95
(d, 1 H),6.8 (m, 1 H),4.4(d, 1H),4.3(d, 1H),3.5-3.35 (m, 1 H), 3.2-3.05 (m, 2 H), 2.95 (m,
2 H), 2.85(dd, 1 H), 2.1 (m, 1 H), 1.85 (m, 1 H), 1.65 (m, 1 H), 1.6 (m, 2 H), 1.35 (m, 1 H),
1.2-1 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=469.1696 (469.1698)

DnemeHTapHbIN aHanmu3: C=56.82(56.41); H=5.77(5.81); N=6.02(5.98)

BC: -12.950 (589 um, T=21°C, C=1.0)

ITPUMEP 252: (35)-3-(4-AMHUHOOYTHI )-4-TUAPOKCU-4-0KCO- | -[ (2-TMpUAMH-4-UI(hEHUIT)
Metui|-1,4-azadochunan-3-kapOoHOBasI KUCIOTA

ITpumep 252 nomydaroT UCXOAS U3 IIPOMEKYTOUYHOTO coeauHeHus 129 u 2-(4-nupuani)
OeH3aIbAEeTUA B COOTBETCTBUU C OMTMCAHHBIMU Bbllle MeTOAUKAaMU F u D.

SIMP 'H: (400 MT'y, D20) & uact. Ha MiH. 8.6 (d, 2 H), 7.64 (m, 1 H), 7.57 (m, 2 H), 7.42
(d,2 H), 7.41 (m, 1 H), 4.42/4.3 (dd, 2 H), 3.44/3.09 (dd, 2 H), 3.18/2.88 (dd, 2 H), 2.93 (m, 2
H), 2.09/1.64 (2*m, 2 H), 1.85/1.35 (2*m, 2 H), 1.59 (m, 2 H), 1.08 (m, 2 H)

ESI/FIA/HR u MC/MC: [M+H]+=418.1897 (418.1895)

DnemeHTapHbIi aHanu3: C=61.00(60.42); H=6.62(6.76); N=10.20(10.07)

BC: -17.980 (589 um, T=28°C, C=0.9)

Metoauka H: Cunres azadocdenaHon

ITpomexyTounoe coenruenue 180

Crp.: 124



10

5

20

25

30

35

40

45

RU 2729641 C2

N

)

0}
>y
(o]
K 60%-o11 cycnien3uu NaH (11.45 1, 285 mMmouteit, 1.5 axB.) B TT'® (100 M) u o
aTMoc(epoilt aprona, 00aBISIOT 1O KarwisiM pacTBop N-Boc ammmamuna (30 T, 190 MMoreit)
B TT'® (170 mi1). CMech OCTaBIISIIOT KOHTAKTUPOBATH B TeueHHe 1 4. 30 MUH., 3aTeM I00aBIISIOT
oen3unopomus (34 mi, 285 mmoueit, 1.5 3kB.) B pactBope B TT'® (30 mur). Peakiponnyro
Cpelly IepeMENIMBAIOT IPU TEMIIEPATYpPE OKpYKarouen cpeapl B TeueHue 48 u. TT' D
BBINTAPUBAIOT MOJI CHUKEHHBIM JABJIEHUEM U CYXOH OCTaTOK pecycneHaupytoT B JIXM (10
MJT), OXJIQXKIAIOT B OaHe C JIeSTHOM BOJIOM, 3aTeM BbUIMBaIoT MeajieHHO B H,O (100 mut).

Opranunueckyto a3y CueXMBaIOT, BOAHYIO a3y IKCTPArupyroT MOBTOPHO ITPH TTOMOIIN
JAXM (2 x 100 mi). Opranudeckue $hazpl 00BEAUHSIOT, TPOMbIBAIOT ocpenctsom H,O (2

x 50 mi), cymat Hag MgSQy, 3aTeM BbimapuBatoT. [TorydeHHBIN OCTaTOK OUMIIAIOT (IIdIII-

XxpoMaTorpaduen Ha CUIMKareie, MpUMeHsIs B KAUeCTBE AI0eHTa I'paaueHT rentan/JAXM
(01 50:50 1o 0:100). ITpomexxyTouHoe coeauHenue 180 moayyaroT B BUAe OECIBETHOIO Maciia
(39.8 1, 160.92 MmMome) ¢ BBIXoaoM 85%.

SIMP 'H: (400 MT', IMCO-d6) & uacr. Ha Mits. 7.65 (t, 2 H), 7.22 (m, 3 H), 5.75 (m, 1
H), 5.1 (m, 2 H), 4.33 (s, 2 H), 3.75 (m, 2 H), 1.39 (s, 9 H)
ITpomexxyTounoe coequnenue 181:

Q.PJ
XOYNWP‘“

(o)

K pactBopy dochopHoBaTucToit kucinoTsl (11.42 r, 173 Mmmoneit, 2 3KB.) B allcTOHUTPHIIC
(224 M) ipu 0°C 1 o aTMocdeport aproHa, JOOABJISIOT MO KAIJISIM TETPadTOKCUCUIIAH
(38.35 mu1, 173 Mmorten, 2 3kB.). [1ocne 1OCTH)KEHUST TeMIIEpATYPbl OKPYKAKOLIEH CPE/IbL, B
PEaKIMOHHYIO CMECh (JIeTa3upOBAHHYIO M1OJ1 APrOHOM) TOOABIISIIOT TPOMEKYTOUHOE
coenunenue 180 (21.4 r, 86.5 mmouteit) B pactBope B MeCN (44.7 mn), Xantphos (0.55 T, 11
MMmolten) 3ateM Pdydbasz (0.396 1, 5 mmouneit). CMech KMISTAT ¢ OOPATHBIM XOJI0AUIIBHUKOM

B TeueHue 16 4. [loce KoHIEeHTpauu No CHUKEHHBIM TaBJIEHUEM, TOJTYYEHHbBIN OCTATOK
ouuIIaloT (uaII-XxpoMaTorpadueri Ha CUIIMKATree, MPUMEHSS B KAUECTBE 3JIFOEHTA IPaIMEHT
AcOEYEtOH (ot 95:5 10 90:10). IIpomexxyTouHOe coenuHeHue 181 1morydaroT B BUaE
oecupetrHoro Macia (10.1 T, 29.58 Mmmorteit) ¢ BeIxoioM 34%.

SIMP 'H: (400 My, IMCO-d6) & wacr. na muts. 7.32 (t, 2 H), 7.22 (m, 3 H), 6.95 (d, 1 H),
4.38 (s, 2 H), 3.99 (m, 2 H), 3.19 (m, 2 H), 1.65 (m, 4 H), 1.4 (m, 9 H), 1.21 (t, 3 H)

SAMP 3'p; (400 MTI'u, AMCO-d6) 6 uact. Ha MiH. 40.7
ITpomexxyTouHoe coenuHenue 182:

00
>|/°\n/N\/\/P\/\
o
K pactBopy npomexyrounoro coeaunenus 181 (10.1 r, 29.6 mmomneit) B TT'® (100 mu)
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MpeABAPUTEITBHO JIETa3UPOBAHHOM aproHoMm, 100assitoT pactBop LIHMDS 1M B TT'® (29.6
MJ1, 29.6 mmorted, 1 5kB.). [Tocne 30 muH. B36anTeiBanus npu -70°C, 1o06aBIAIOT aJUTUIOPOMUT
(2.56 M1, 29.6 mmounei, 1 9kB.). PeakuMoHHyI0 cCpeny epeMelMBaoT B TEUEHHE 2 Y. TIpU
TEMIIEPATYPE OKPYKAIOLIEN CPEAbI, 3aTEM BBIIMBAIOT B HACBIILEHHBIN BOJIHBIN PACTBOP
NH,4CI. Cmecs sxcTparupyiot npu noMoid JAXM (3 x 100 mut), opranudeckyio ¢asy
npombiBatoT nmpu nomoum H,O (2 x 100 mun), cymat Hag Na,SOy. [Tocne koHueHTpaumu noj

CHWKEHHBIM JTIABJICHUEM, IMOJTYUYE€HHBIM OCTATOK OUYUIIAIOT (udti-xpoMaTorpadueri Ha
CUJIMKaresie, npuMeHsis B kauectse amtoeHTa rpaaueHT AcOE/EtOH (ot 100% - 90:10).
OxunaeMoe MpoMexXyTOUHOE coequHeHue 182 nomyyaror B BUae 6ecuseTHoro macina (9.3 r,
24.3 MMoJIel) ¢ BBIXOJ0M 82%.

SIMP 'H: (400 MTI'u, IMCO-d6) 6 yact. Ha miH. 7.4-7.2 (m, 5 H), 5.2 (m, 1 H), 5.18 (2dd,
2 H), 4.4 (s,2 H), 3.91 (xBanp, 2 H), 3.15 (m, 2 H), 2.6 (dd, 2 H), 1.6 (m, 4 H), 1.4 (s, 9 H),
1.2 (t,3 H)

ITpomexxyTounoe coenunenue 183:

L
00 OH

>( OYNW P\/I\/ OH
o)
K pactBopy npomexyrounoro coenuaenus 182 (9.3 r, 24.3 mmoreit) u N-okcuna 4-

Metunmopdomuna (3.14 r, 26.7 mmoreit, 1.1 3kB.) B 100 mit cmecu aneton/H,0 (2:1) noGasisitot
1o karisiMm 4%-b1ii pactBop OsO4 B H,O (4.64 M, 0.73 MMouieit) ipyu TeMneparype

OKpYyXkarouien cpeibl. PeakuimoHHY0 cpely epeMelIMBaroT IPYU TEMIIEPATYPE OKPYKAIOLIEH
cpenbl B TeueHue 16 4., 3aTeM BeUMBaIoT B 10%-b1ii pacTBOp MeTabucynbdura HaTpus B H,O

(100 mur). Cmech akcTparupyroT mpu momonu AcOEt (2 x 100 mit). Oprannyeckue (ass
00BEMUHSIOT U TpoMBbIBatoT nmocpeactsoM H,O (1 x 100 mut), cymat Hag MgSQOy, 3aTeM

KOHLEHTPUPYIOT NIOJ BakyyMoM. [IpomexyTtouHnoe coeaqunenue 183 (9.8 r, 23.58 mMmouien)
MOJIyYaroT 0e3 JTOTOJIHUTEIbHON OYMCTKH B BUAC TEMHOT'O Macja ¢ BbIXOJ0M 97%.

SIMP 'H: (400 MTI'ny, AMCO-d6) 6 yact. Ha maH. 7.35-7.2 (m, 5 H), 4.8/4.78 (2d, 1 H), 4.65
(2t, 1 H), 4.36 (s, 2 H), 3.9 (m, 2 H), 3.75 (m, 1 H), 3.35-3.2 (m, 2 H), 3.15 (m, 2 H), 1.9/1.7
(m, 2 H), 1.63 (m, 4 H), 1.4 (m, 9 H), 1.17 (t, 3 H)

SMP 3'p: (400 MTI'u, AMCO-d6) 6 yact. Ha MJIH. 58.6/57.7
ITpomexxyTouHOe coenuHeHue 184:

K pactBopy npomexyrounoro coeaunenus 183 (9.79 r, 23.5 mmonmneit) B 320 M1 cMecu
TI'®/H,0 (3:1) npu TemiiepaType OKpyKarolel cpeanl 100aBIsIOT MOPLUUMOHHO Nepioaat

Hatpus (20.16 T, 94.25 mmornei, 4 3kB.). [lepemermmmBannre npoaoDKAOT B TEYEHUE 72 Y. IPU
TeMIlepaType OKpy:Karollen cpeapl. PeakimoHHYI0 Cpeay 3aTeM S3KCTPArUpPYIOT ITPU OMOIIHU
AcOEt (2 x 150 M), oprannueckue ¢Ga3bl OObeIUHSIIOT U MPOMBIBAIOT TTpu oMot H,O (1

x 100 mu1), cymat Hag MgSQO4 3aTeEM KOHLUEHTPUPYIOT MOA BaKyyMoM. [IpomexxyTouHoe

coenuHenue 184 (8.13 1, 21.2 MMoJIeit) moTydaroT 0e3 JOTIOTHUTEIIbHOM OYHUCTKH B BUJIE Maclia
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¢ BIXxogoM 90%.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MiH. 9.6 (m, 1 H), 7.35-7.2 (m, 5 H), 4.38 (s,
2 H), 4-3.75 (m, 2 H), 3.25 (dd, 2 H), 3.15 (m, 2 H), 1.65 (m, 4 H), 1.4 (m, 9 H), 1.2 (m, 3 H)
ITpomexxyTouHoe coenuHenue 186:

@

PactBOop nnpomexxyrounoro coequnenus 184 (8.13 r, 21.2 mmouteit) B 2N HCl (53 mut, 106
MMOJIEH, 5 9KB.) MEPEMEIIUBAIOT B TEUCHUE 4 4. IIPU TEeMIIEPAType OKPYKAIOIIEH CPE/Ibl.
PeakinoHHy1o cMech KOHLEHTPUPYIOT MOJ1 BAKYYMOM C MOJIyUYE€HUEM ITPOMEKYTOUYHOTO
coeauHeHus 185, KOTOpOe MPUMEHSIOT HEMTOCPEICTBEHHO 0€3 TIOTIOTHUTEIbHON OUUCTKHU.
ITpomexyTounoe coequnenue 185 pactBopsitoT B JIXM (150 Mi1) ¥ mepeMeNIMBatOT B TEUECHUE
1 4. ¢ MgSO,4 (10 1). 3atem nopuuonHo nodasistor NaBH(OAc); (6.75 r, 31,8 mmoreit, 1.5
9KB.) pu 0°C ¥ peaKMOHHYIO CMECh IEPEMELLIMBAIOT IIPU TEMIIEPATYPE OKPYKAOIIEN CPeIbl
B TeueHue 16 u. [Tocne punbTpanyu HEpacTBOPUMBIX BEIIECTB, OPraHUUECKyIo dazy
IIPOMBIBAIOT ITpy oMo BOAHOTO 10%-oro pactBopa NaHCO3 (2 x 100 mi1), 3aTeM
nocpenctsoM H,O (1 x 100 mi), cymiat Hag MgSOy. [Tocie KOHUEeHTpauuu Moi CHUKEHHBIM
JaBJICHUEM, TTOJIyUYE€HHBIH OCTATOK OYMIIAIOT (hIdII-XpoMaTorpadueit Ha cuukarere,

NpUMEHs B KauecTBe atoeHTa rpaaueHT JAXM/EtOH (98:2 no 94:6). LleneBor npoaykT
MoJIy4yaroT B Buje 6ecuseTHoro Macna (1.9 r, 7.1 mmoseit) ¢ Beixojaom 33%.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha miH. 7.3 (m, 5 H), 3.9 (xBaap., 2 H), 3.7 (s, 2
H), 2.7 (m, 4 H), 2-1.6 (m, 6 H), 1.2 (t, 3 H)
SAMP 3'P: (400 MT'n, IMCO-d6) & yacT. Ha MTH. 62

o {, 200 00 X
o 0 P P{LO
3 LDA (Boc),0 _dre % ) (
N + + Né + N§
NpomexyTouHoe MpomexyTouHoe MpomMexyrounoe
coeaunHeHue 186 coeauHenue 187 coeauKreHne 188

K pactBopy npomexxyrounoro coequnenust 186 (1.9 r, 7.1 mmousteit) B TT'® (18 mur) ipu
-78°C mog atMocdepoii aprona 100assttoT 1Mo karmisiMm 2N LDA B TT'® (5.33 mit, 10.6 MMortei,
1.5 2xB.). Uepes 30 muH, 1006aBISIOT AU-TPET-0yTUIT qukapOoHar (2.17 r, 9.95 mmorneit, 1.4
9KB.), pacTBopeHHbIN B TT'D (9 mi1). PeakimonHyto cpeay nepeMemmBaroT B TeyeHue 1 4. 30
MUH., ToAepxkuBas temnepatypy rpu -78°C. I1o xamam qo6asmnsoT 1.5 sxB. LDA 2N B
TI'D (5.33 mu1, 10.6 mmortent). HUepes 2 4., peaKUMOHHYIO CPEAY T'MAPOIIU3YIOT TPU OXJIAXKIEHUN
nocpenctsoM BoaHoro pactsopa NH4Cl (10 mn), mocne uero cienyet AcOEt (10 mn). [Tocne
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JIOCTUKEHUS TEMIIEPATYPbI OKPYIKAIOIIEH CPEAbl, PEAKLIMOHHYIO CPEAY IKCTPATUPYIOT IIpU
oMot AcOEt (2 x 100 mit). Opranudeckue $a3bl 00bEIUHSIIOT, TPOMBIBAIOT ITPU MTOMOIITH
H,O (100 mn), cymat Hag MgSOy, 3aTeM KOHUEHTPUPYIOT 1o BakyyMoM. [lonyueHHbIi

OCTATOK OYMILAIOT (uIdLI-XpoMaTorpadueit Ha cUIMKarese, IpUMEHsIsl B KaUeCTBE JII0EHTa
rpaaueHT AcOEt/TI'® (ot 100% no 70:30). Oxunaemplie IpOMeKyTOUHbIE cOeIMHEHUS 187
v 188 mosnyyaroT B Buae MacisiHol cmecH (1.7 1, 4.62 MmmoJielt) ¢ BbIXOJ10M 63%.

o( { o SL
O,.P.° °..P9 o o y_
\>—0

} + (-N N\):

Cﬁ d NaH DMSO 7{)*: d Cﬁ o):

MpomexyTounoe I[Ipomexyrounoe HpomexyTounoe IIpomexyTounoe
coeanunenne 187  coennnenme 188 coeanxenwe 189 coeaunerune 190

? 0(0 0(0 L X
o P P O IpomexyTounoe N
% 3 + Q coeqHHenne 204 _ o)
N N ={

K pactBopy npomexxyrounoro coenunenust 204 (1.74 r, 4,94 mmonei, 1.1 s3xB.) B IMCO
(10 mu1) mo1 apronowm, 1006asstoT rpu 10°C u nopuonHo 60%-bitt NaH (0.287 1, 7.18 MMoutet,
1.6 5kB.). [IpomexyTounbie coenuuenus 187 u 188 (1.65 1, 4.49 mmouteit) B pactBope B IMCO
(5.9 mi1) 3aTeM JOOABISIOT K CYCIIEH3UH, U CMECh TIEPEMEIIMBAIOT B T€YCHHUE 6 4. IPU
TEMIIepaType OKpyKarolen cpeabl. PeakMOHHYIO cpey 3aTeM T'MIPOIU3YIOT TOCPEICTBOM
BoaHoro pactsopa NH4Cl (30 mur) v skcTparupyrot ripu nomoiurd AcOEt (2 x 50 mur).

Opranunueckyto (aszy nmpomsiBatoT npu oMot H,O (2 x 50 mun), cymat Hag MgSOy4 u

KOHLEHTPUPYIOT N0/ BAKyyMOM. [1oJTyueHHBII OCTaTOK OYMIIAIOT (uIdlI-XpomaTorpadueit
Ha CUJIMKaresie, MpuMeHsis B KauecTBe aJiroeHTa rpaaueHT JAXM/AcOEt (90:10 mo 50:50).
[TpomexxyTounoe coenuuenue 189 (0.342 r, 0.54 mMoIiel) U MPOMEKYTOUYHOE COETMHEHUE
190 (1 r, 1.6 MMoOJIEN), TOTYUYAIOT B BUJE CMECU IUACTEPEOUZOMEPOB C COOTBETCTBYIOLIUM
BBIXOIOM 36% ¥ 12%.

I[TPUMEP 253: 5-(4- AMuHOOYTHI)- 1 -6eH3UI-4-TUAPOKCH-4-0KCO- 1 ,4-a3adocdenan-5-
KapOOHOBAasI KUCIIOTa

K pactBopy npomesxxytounoro coeaunenust 189 (0.342 r, 0.54 mmourert) B JIXM (4 mi1) non
AprOHOM M IIPU TEMIIEPATYpPE OKPYIKaroLIel cpeibl, 100aBistoT no karism TMSBr (0.87 mi,
6.6 Mmmoutett, 12 3xB.). CMech nepeMelMBaroT B TeUeHHUe 16 4. Ipy TeMIIEpaType OKpy:Karoien
Ccpebl 3aTeM KOHUEHTPUPYIOT IO BakyyMoM. OcTtaTok pecycrieHaupyoT B MeOH (20 mn)
Y niepeMelMBaroT 20 MUH. IIpY TEMIIEPATYPE OKPYKAIOIIEH Cpeabl IIEPE BBIITAPUBAHUEM
nocyxa. Cyxoti octaTok pacTBopsitoT B JIXM (4 mMi1) u 06aBIsIOT TPUYTOPYKCYCHYIO KUCTIOTY
(0.81 mu, 10.9 mmoneit, 20 3kB.). Peakumonnyro cpeny nepememmBarot 10 4. mpu reMnepaTtype
OKPYKaIoIler Cpe/ibl, 32TeEM KOHIEHTPUPYIOT 110 BAKYyMOM. [ 101y4eHHBII OCTATOK OUUIIAIOT
C TIOMOIIBIO XpoMaTorpadun ¢ 0opareHHoM (Ha30ii, TPUMEHSS B KAUECTBE TIOEHTA I'PAIUCHT
H,O/MeCN. ITpumep 253 (0.11 r, 0.31 MMoJIeit) moyyaroT B BUIe TBEPAOTO BellleCcTBA Oe1oro

LIBETA C BBIXOJOM 57%.
SMP 'H: (400 MTI'u, D20) 6 yact. Ha muH. 7.42 (s, 5 H), 4.32 (AB, 2 H), 3.5-3.2 (m, 4 H),
2.9 (m, 2 H), 2.1-1 (m, 10 H)

SAMP 31P: (400 MTI'y, D20) & uacr. Ha MutH. 40.25

ESI/FIA/HR u MC/MC: [M+H]+=355.1780 (355.1786)

OnemeHTapHbli aHanmu3: C=57.16(57.62); H=7.28(7.68); N=7.83(7.90)

ITPUMEP 254: 3-(4-AMuHoOyTMII)- 1 -6eH3UI-4-TUIPOKCH-4-0KCO-1,4-a3adocdenan-3-
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KapOOHOBas KUCIIOTa

K pactBopy npomexxyrounoro coequrenust 190 (1 r, 1.61 mmoutet) B pactBope B IXM (5
MJT) IOl ApTOHOM M TIpU TeMIIepaType OKPYKaIOIIel CpeIbl, JOOaBISIOT 1o KaruisiMm TMSBr
(2.53 mi, 19.2 mmonneit, 12 3kB.). CMech NepeMENIMBalOT B TeueHUe 16 4. mpu Temieparype
OKPYXKaIoIIel Cpe/ibl 3aTeM KOHLEHTPUPYIOT MO BakyyMoM. OCTaTOK pecyCleHIUpYIOT B
MeOH (20 M) 1 nepemenuBaroT 20 MUH. IIPU TEMIEPATYPE OKPYKAIOIICH CpeIbl IIepe/l
BblmapuBaHueM jgocyxa. Cyxoit octatok pactBopsaoT B JIXM (4 M) u 106aBIistoT
TPUPTOPYKCYCHYIO KUCTOTY (2.37 mi1, 32 mmorieit, 20 9kB.). PeakiimoHHyto cpeay
nepeMmemMBaroT 10 4. mpu TEMIIEpaType OKPYKAIOLIEH CpeAbl 3aTEM KOHLEHTPUPYIOT IO
BakyyMmoM. [1orydeHHbIN OCTATOK OUYMILAIOT C TOMOIIBIO XpoMaTorpadguu ¢ oopaiieHHON
dazoi, mpumeHsisi B kauecTse dmroeHTa rpaaueHT H,O/MeCN. T1pumep 254 (0.34 1, 0.96

MMOIJIEH) IMOJTy4aloT B BUJIE TBEPIOTO BellecTBa 0e10ro 1nBeTa ¢ Bixoaom 60%.

SIMP 'H: (400 MTI'u, D20) 8 yact. Ha MJH. 7.5 (m, 5 H), 4.35 (m, 2 H), 3.75-3.1 (m, 4 H),
295 (t,2 H), 2.15-1.4 (m, 4 H), 2.1 (m, 2 H), 1.6 (m, 2 H), 1.35/1.2 (m)+(m, 1+1 H)

ESI/FIA/HR u MC/MC: [M+H]+=355.1780 (355.1786)

DneMeHTapHbIM aHanu3: C=57.16(57.621:H=7.28(7.681:N=7.83(7.90)

ITPUMEP 255: 5-(5-AmunonenTn)- 1 -0en3un-4-runpokcu-4-oxco-1,4-azadocdenan-5-
KapOOHOBAs KUCIIOTA

ITpumep 255 nonydaroT B COOTBETCTBUM C OIMCAHHOM BbIllIe MeTOAUKON H, 3aMeHuB
MIPOMEXKYTOUHOE coenMHeHUe 204 Ha MpoMeXyTouHOe coeaquHeHue 206.

SIMP 'H: (500 MT', D20) & uacr. Ha MutH. 7.54 (m, 5 H), 4.41/4.34 (d)+(d, 1+1 H), 3.7/
3.63 (m)+(m, 1+1 H), 3.51/3.22 (m)+(m, 1+1 H), 2.99 (t, 2 H), 2.16/1.58 (m)+(m, 1+1 H), 2.14/
1.51 (m)+(m, 1+1 H), 2.11/1.82 (m)+(m, 1+1 H), 1.67 (xBunr., 2 H), 1.39 (kBunT., 2 H), 1.35/
1.18 (m)+(m, 1+1 H)

SIMP 13C: (500 MTI'y, D20) & uacr. Ha mutH. 129.4, 61, 54.7, 51.8, 39.1, 32.3, 29.4, 26, 26,
25.8, 23.

SIMP 3'p: (500 MTI'u, D20) & yact. Ha MJH. 37

ESI/FIA/HR u MC/MC: [M+H]+=369.1955 (369.1943)

DnemeHTapHbIN aHanmu3: C=58.53(58.681:H=7.80(7.93); N=7.5U7.60)

[TpomexyTounoe coenunenue 191: tper-byTun 5-{4-[6uc(Tper-0yTOKCMKAapOOHUIT)aMUHO]
OyTui }-4-3ToKcH-4-0kco-1-[(3-penundennn)metni]-1,4-azadochenan-S-kapOOKCHIaT

[TpomexxyTounoe coenuuenue 191 monyyaroT B COOTBETCTBUU C OITMCAHHOM BbIIIIE
MeTtoukoi H, 3ameHuB 6pomua OeH3uia Ha 6pomMu 3-peHnOeH3mIa.

SIMP 'H: (400/500 MT'n, AMCO-d6) & uact. Ha MiH. 7.65 (d, 2 H), 7.63 (t, 1 H), 7.59 (s,
1 H),7.53(d, 1H),746(t,2 H), 7.41 (t, 1 H), 7.31 (d, 1 H), 4.06 (m, 2 H), 3.69/3.63 (2*d, 2
H), 3.44 (t,2 H), 2.83/2.71 (2*m, 2 H), 2.8/2.67 (2*m, 2 H), 2.21/1.6 (2*m, 2 H), 2.12/1.88
(2*m, 2 H), 1.9/1.67 (2*m, 2 H), 1.42 (m, 2 H), 1.41 (s, 18 H), 1.39 (s, 9 H), 1.22 (t, 3 H), 1.22/
0.99 (2*m, 2 H)

SAMP B3¢; (400/500 MI'u, AMCO-d6) 6 yact. Ha muH. 129.1, 128.9, 127.9, 127.6, 127, 126.7,
1254, 61.5, 60.3, 50.8, 48.2, 45.8, 31.2, 31.2, 29, 28.3, 28, 28, 21.6, 16.6

ITPUMEP 256: 5-(4-AMuHOOYTHIT)-4-TUAPOKCH-4-0KCO-1-[ (3-permndpenun)meTun]-1,4-
azadocdenan-5-kapOOHOBas KUCITOTA

[Tpumep 256 mony4daroT UCXOAS U3 MPOMEKYTOUYHOTO COeAMHEHHUS 191 B COOTBETCTBUM C
OIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MT'y, D20) § uacr. na min. 7.8-7.4 (m, 9 H), 4.45/4.35 (d, 2 H), 3.7-3.2 (m,
4 H),2.95 (m, 2 H), 2.2-1.75 (m, 4 H), 1.6-1.2 (m, 6 H)
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SMP 3'p: (400 MTI'u, D20) 6 yact. Ha MJTH. 86

ESI/FIA/HR u MC/MC: [M+H]+=431.2092 (431.2094)

DneMeHTapHbIN aHanu3: C=63.35(64.17); H=6.85(7.26); N=6.42(6.51)

ITpomexxyTounoe coenunenue 192: tpet-bytun 3-{4-[Ouc(Tper-6yTOKCUKapOOHMIT)aMUHO|
OyTuI }-4-3TOKCHU-4-0KCO-1-[(3-permndennn)metnn]-1,4-azadochemnan-3-kapOoKcHIaT

[TpomexyTounoe coeqruerue 192 noay4aroT B COOTBETCTBUM C OIIMCAHHOM BBIILIE
Metoaukoi H, 3aMenuB 6pomu OeHsuna Ha 6poMus 3-peHnoeH3uI.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 uact. Ha mitH. 7.7 (s, 1 H), 7.66 (d, 2 H), 7.5 (t, 1 H),
7.42 (t,2 H), 7.35 (m, 2 H), 7.32 (t, 1 H), 4.06 (m, 2 H), 4.01/3.8 (2*d, 2 H), 3.45 (t, 2 H), 3.32/
2.76 (dd, 2 H), 2.62-2.45 (m, 2 H), 2-1.3 (m, 8§ H), 1.4/1.1 2*m, 2 H), 1.4 (s, 27 H), 1.25 (t, 3
H)

ITPUMEP 257: 3-(4-AMunOOYyTHIT)-4-TUAPOKCH-4-0KCO-1-[ (3-permndpenun)metumn]-1,4-
azadocdenan-3-kapOOHOBas KUCITOTA

[Tpumep 257 mosry4aroT UCXOIs1 U3 MPOMEKYTOUHOTO COeIMHEHUs 192 B COOTBETCTBUU C
OITMCAHHBIM BbIIIIE criocobom D.

SIMP 'H: (400 MT'u, D20) & uacr. Ha miH. 7.8-7.4 (m, 9 H), 4.45/4.35 (d, 2 H), 3.6-3.25
(m, 4 H), 2.8 (m, 2 H), 2.1-1.9 (m, 4 H), 1.75-1.1 (m, 6 H)

AMP 3'p: (400 MTI'n, D20) & yact. Ha MJIH. 86

ESI/FIA/HR u MC/MC: [M+H]+=431.2095 (431.2094)

DnemeHTapHbIN aHanmu3: C=63.89(64.17); H=6.92(7.26); N=6.50(6.51)

[TpomexxyTounoe coenunenue 193: Tpet-byTun 3-{4-6uc(Tper-0yToKCMKapOOHUIT)aMHUHO |
OyTun }-4-3ToKCcH-4-0Kco- 1-[(4-penundennn)meTni|-1,4-a3adochenan-3-kapOOKCHIaT

[TpomexxyTouHoe coenuHeHre 193 moTydaroT B COOTBETCTBHMHU C OITUCAHHOM BBIIIE
Metoaukoi H, 3amenuB 6pomua OeH3uiia Ha 6pomus 4-GpeHuoeH3ua.

SIMP 'H: (400 MT'u, AMCO-d6) 6 uact. Ha miH. 7.7-7.55 (2d, 4 H), 7.5 (m, 2 H), 7.45 (d,
2H),7.35(m, 1 H),4.1 (m,2 H),3.95(d, 1 H),3.8(d, 1 H),3.45(t,2 H), 3.3 (m, 1 H), 2.8 (m,
1 H), 2.55 (m, 1 H), 2-1.35 (m, 9 H), 1.4 (3s, 27 H), 1.25 (t, 3 H), 1.25 (m, 1 H), 1.1 (m, 1 H)

ITPUMEP 258: 3-(4-AMuHOOYTHIT)-4-TUAPOKCH-4-0KCO- 1 -[ (4-permndpenun)meTun]-1,4-
azadocdenan-3-kapOOHOBas KUCITOTA

[Tpumep 258 monydaroT UCXOAS U3 MPOMEKYTOUYHOTO COEAMHEHHUS 193 B COOTBETCTBUM C
OIIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) 6 yact. Ha MitH. 7.7 (2d, 4 H), 7.5 (t+d, 4 H), 7.4 (td, 1 H), 4.35
(2d, 2 H), 3.5-3.2 (m, 4 H), 2.85 (m, 2 H), 2.15-1 (m, 10 H)

ESI/FIA/HR u MC/MC: ESI-HR+/-: [M+H]+=431.2093 (431.2094)

OnemeHTapHbli aHanmuz: C=63.92(64.17); H=7.15(7.26); N=6.47(6.51)

ITpomexkyTouHoe coerHenue 62: Tpet-bytun 5-{4-[Ouc(TpeT-OyTOKCUKapOOHUIT)aMHUHO|
OyTun }-4-3ToKcu-4-okco- 1-[(4-penundennn)metun]-1,4-azadocdenan-S-kapOoxkcunat

[TpomexxyTouHOE coequHeHre 62 MOJIy4atoT B COOTBETCTBUM C OIMCAHHOM BBIIIE METOIUKOMN
H, 3amenuB 6pomus 6eH3una Ha 6pomu 4-heHnndeH3umna.

ITPUMEP 259: 5-(4- AMun00yTHI)-4-TUAPOKCH-4-0KCO- 1 -[ (4-berunndennn)meTun]-1,4-
azadocdenaH-5-kapOOHOBAS KUCIIOTA

[Tpumep 259 nosryyaroT UCXOAS U3 MPOMEKYTOUHOT'O COEAMHEHUS 62 B COOTBETCTBUHU C
OIMCAHHOM BBILIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) & uacr. Ha MitH. 7.75 (d, 2 H),7.7(d,2H),7.6 (d,2 H), 7.5 (m,
2 H),7.45 (m, 1 H), 4.45/4.35 (2d, 2 H), 3.75-3.1 (m, 4 H), 2.95 (t, 2 H), 2.2-1.85 (m, 3 H), 1.8
(m, 1 H), 1.7-1.05 (m, 6 H)
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ESI/FIA/HR u MC/MC: EI-HR: [M+H]+=431.2093 (431.2094)

DOnemenTapHbiit aHanmuz: C=64.46(64.17); H=7.17(7.26); N=6.46(6.51)

[TpomexxyTounoe coenunenue 194: tpet-bytun 3-{4-[Ouc(Tper-0yTOKCUKapOOHMIT)aMUHO |
OyTun }-4-3Tokcu-4-okco-1-[(2-penundennn)metn]-1,4-azadocdenan-3-kapOoKcumaT

ITpomexxyTouHoe coenuuenue 194 moyyaroT B COOTBETCTBUU C ONTMCAHHOM BBIIIIE
Meroaukoi H, 3aMennB 6pomu OeH3una Ha Opomun 2-peHntoeH3uma.

SIMP 'H: (400 MTI'u, AIMCO-d6) 6 yact. Ha mnH. 7.88 (d, 1 H), 7.48-7.2 (m, 5 H), 7.35 (m,
2 H),7.15(d, 1 H), 4.05 (m, 2 H), 3.9/3.7 (2*d, 2 H), 3.42 (t, 2 H), 3.2/2.65 (dd, 2 H), 2.33 (m,
2 H),2-1.5(m, 6 H), 1.42 (s, 18 H), 1.4 (m, 2 H), 1.4 (s, 9 H), 1.25 (t, 3 H), 1.15/1 (2*m, 2 H)

ITPUMEP 260: 3-(4-AMunOOYyTHIT)-4-TUAPOKCH-4-0KCO-1-[(2-permndennn)metumn]-1,4-
azadocdemnan-3-kapOOHOBas KUCIIOTA

[Tpumep 260 mos1yyaroT UCXOIs1 U3 MPOMEKYTOUHOTO COeIMHEHUsT 194 B COOTBETCTBUU C
OIIMCAHHOM BBILLIE METOAUKON D.

SIMP 'H: (400 MTI'u, D20) 8 yact. Ha MaH. 7.7-7.3 (m, 9 H), 4.45 (d, 1 H), 4.4 (d, 1 H),
3.25-3 (m, 4 H), 2.95 (q, 2 H), 1.95-1.5 (m, 5 H), 1.65 (m, 2 H), 1.35 (m, 1 H), 1.3-1.05 (m, 2
H)

ESI/FIA/HR u MC/MC: [M+H]+=431.2094 (431.2094)

DOnemeHTapHbiit aHanmuz: C=63.81(64.17); H=7.03(7.26); N=6.45(6.51)

ITpomexxyTounoe coenunenue 67: TpeT-byTuin 5-{4-[6uc(TpeT-0yTOKCHKapOOHUI)aMUHO |
OyTun }-4-3ToKcu-4-0kco-1-[(2-penundennn)metn]-1,4-azadocdenan-S-kapOoKcuiaT

[TpomexxyTouHoE coequHeHre 67 MOJIy4aroT B COOTBETCTBUM C OIMCAHHOM BBIIIE METOIUKOMN
H, 3amenuB 6pomu OeH3mIa Ha 6pomu 2-heHUITOCH3MI.

ITPUMEP 261: 5-(4-AMuH00yTHI)-4-TUAPOKCH-4-0KCO- 1 -[(2-hernndenmn)meTrn]-1,4-
azadocdemnaH-5-kapOOHOBAS KUCIIOTa

ITpumep 261 nomydaroT UCXOAS U3 IPOMEKYTOUYHOTO COEAUHEHNS 67 B COOTBETCTBUU C
OIMCAHHOM BBIIIE METOAUKOM D.

SAMP 'H: (300/500 MTI'u, D20) 6 wact. Ha MitH. 7.63/7.61 (m, 1 H), 7.54-7.45 (m, 4 H), 7.44
(m, 1 H), 7.38 (m, 1 H), 7.33/7.31 (m, 2 H), 4.38 (m, 2 H), 3.48-2.77 (m, 4 H), 2.94 (m, 2 H),
2.05/1.42 (m, 2 H), 2.03/1.43 (m, 2 H), 2.01/1.66 (m, 2 H), 1.6 (m, 2 H), 1.33/1.14 (m, 2 H)

SIMP B¢: (300/500 MI'y, D20) 6 yact. Ha MmutH. 178.5, 143.3, 130.4, 129.4, 129.3, 129.2,
128.7,127.7, 57.8, 55.1/51.6, 38.8, 31.7, 28.9, 26.3, 25.9, 20.5

SIMP 1P: (300/500 MTI'y, D20) & uacr. Ha MutH. 36.5

ESI/FIA/HR u MC/MC: [M+H]+=431.2095 (431.2094)
DOnemeHTapHbli aHamu3: C=63.81(64.17); H=7.14(7.26); N=6.45(6.51)
ITonyuenue npumepa 262:

ITpomexxyTounoe coenuuenue 195

A
Nn—"

Q_/

K nerazupoBaHHOMY o1 aproHOM pacTBOpy U3 OeH3unamuHa (3 r, 28 MMoJIei) 1 anerara
nasiaays (0.31 r, 1.4 mmoneit) B TT @D (64 M) 1o6asisioT B TeueHre 30 MUH. ITOCIIET0BATEIbHO
aJUTMITOBBIN crivpT (15.27 mit, 224 MmMorieit, 8 9KB.), TpUITHIIOOpaH (6.4 mit, 6.39 mmorteit, 0.23
9KB.) ¥ TpubyTUipochop (1.17 mi, 5.6 mmoreit, 0.2 3kB.). PeakiimoHHyI0 cpely 1era3upyoT
B TeueHue 15 MUH. rpu nomoiu aprona u Harpesatot 10 70°C B Teuenue 20 u. Cpeny
KOHIIEHTPUPYIOT ITOJT CHI)KEHHBIM J1aBjieHHeM. [10TydeHHBIN OCTaTOK OUMIIAFOT (hIdIII-

Crp.: 131



10

5

20

25

30

35

40

45

RU 2729641 C2

XxpomaTtorpadueii Ha cunukarese ¢ npuMmeHenuem rpaauenta JAXM/AcOEt (ot 100% mo 95:
5) B kauectBe amoeHTa. [Ipomexxyrounoe coenqunenue 195 (3.45 r, 18.4 mMouieit) mony4daroT
B BUJIE MacJiia C BLIXOI0M 66%.

SIMP 'H: (400 MTI'u, CDCl3) 6 yact. Ha MiH. 7.3 (m, 5 H), 5.9 (m, 2 H), 5.15 (m, 4 H), 3.6

(s,2H),3.1(s,4 H)
[TpomexxyTouHoe coenuHenue 196:

oY
N~

;3

0

K cycnensuu xiopuaa amromunus (3.27 r, 24.6 mmorett, 2 9kB.) B IXM (41.5 mi) nipu
-20°C u mo aTMocepoit aproHa, 100aBISIOT PACTBOP JUM3OIPOITAIAMUHO-TUXIOPHU/T
docdopa (4.96 T, 24.6 mmortelt, 2 3kB.) B IXM (41.5 mir). CMmech nepeMeImBaioT B TeUCHUE
1 4. mpu TeMIiepaType OKPYk aroLIeH Cpeibl, 3aTeM OXJIaXAaroT Ipu -20°C u nocie 4ero
MpoMexxyTouHoe coequHenue 195 (2.3 r, 12.3 Mmouteit) B pactBope 100aBisioT B 10 Myt JIXM.
Peakmonny1o cpely nepeMenMBaroT B TEUEHUE 16 4. IIpU TeMIIepaType OKPYKaIOLIEen Cpeabl
3aTeM HarpeBaroT 1 4. ¢ 00paTHbIM X0J0auIbHUKOM. PacTBop (25 mi1, 1:1) EDTA (0.2M B
H,0) 1 NaHCOj5 (10% B H,O) 3aTeM nobasmstoT mpu 0°C, u cMech EpeMEIMBAIOT B TEUEHHUE

16 4. mpu TemIepaType OKpyKaroliei cpeanl. PeakimoHnyro cpeny 3ateM qo0aBisitor K 100
M1 JIXM, oxJ1akIeHHOT'O Ha JIeJSTHON OaHe 1 MOIIIEI0YEHHOTO HACKIIIIEHHBIM PACTBOPOM
Na,COj3. Opranuueckyto (pasy cuexxuBaroT U mpoMbiBatoT nocpeacrsoM H,O (2 x 50 mu),

cymat Hag MgSOy4 ¥ KOHIEHTPUPYIOT 1M0J1 BaKyyMoM. [ToJlydeHHBIM OCTaTOK OUUIIIAIOT

(dadmI-xpomatorpadueit Ha KOJIOHKE ¢ CUITMKareJieM, MPUMEHSISl B KaueCTBE II0eHTa I'PAUCHT
AcOEY/TT'® (100% mipu 95:5). [TpoMexkyTouHoe coeaurenue 196 (2.3 r, 6.8 MMouieit) oIy4aroT
B BHUJIIE Maclia ¢ BEIXOO0M 54%.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 vacr. Ha MytH. 7.3 (m, 5 H), 3.52 (2s, 2 H), 3.33 (m, 2
H), 2.78/2.6 (m, 2 H), 2.62 (m, 2 H), 2.3 (m, 2 H), 1.99/1.72 (m, 2 H), 1.4 (m, 2 H), 1.17 (2d,
12 H)

SIMP 3!P: (400 MT', AMCO-d6) & uact. Ha MitH. 69.2/66.9
HpOMe)KYTO‘{HOC coenuHenue 197:

K pactBopy npomMexxyrouHoro coeauaerus 196 (2.3 r, 6.87 mmouteit) B TT'® (16.5 mun) ipu
-70°C u o atMmocdepoit aprouna, 1ooasstoT pactBop LDA 2N B TT'® (4.81 mit, 9.6 Mmmouei,
1.4 5xB.). [Tocne 15 mun. B36anTeiBanus npu -70°C n1o6aBisoT no karisiMm pactsop (Boc),O

Crp.: 132
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(2.1 1,9.6 Mmoutei, 1.4 akB.) B TT'®D (5 M) 1 nepeMelIMBaHye MpoaoIKaT B TeueHue 90
MuH. ripu -70°C. 3atem nob6aBnsitoT 1.4 sxB. LDA 2N B TT'® (4.81 mu1, 9.6 mMouteit, 1.4 9kB.).
B xonue no6aBneHus1, peakiMoHHYIO cpey noaaepxkuBaroT mnpu -70°C B TeueHue 90 MuH.
ITocne sToro nod6asnsaT HackieHHbIH pactBop NH4CI (30 mun), a Takxke AcOEt (60 M), u

PEaKLMOHHYIO CpeAy MEIJIEHHO JTOBOJST 10 TEMIIEPATyphl OKpyKatolei cpeasl. Cmech
aKkcTparupyroT mpu rnomoiy AcOEt (2 x 100 mutr). Opranudeckue pa3pl 00beIUHSIOT, CYIIAT,
3aTEM KOHIEHTPUPYIOT MO/1 CHUYKEHHBIM JaBiieHueM. [1orydeHHbIN TPOIyKT OUMIIAIOT (HIIdIII-
XpoMaTorpaduer Ha CUITUKarese, MpUMeHssl B KauecTBe d1toeHTa rpaaueHT AcOEY/TT @ (50:
50 k 20:80). ITpomesxyTounoe coeaunenue 197 (0.808 r, 1.86 Mmoriett), cMech
JMACTEPEOU3OMEPOB, ITOJIYYAIOT B BUE JKEITOTO Macia € BBIXOIOM 27%.

SIMP 'H: (400 MTI'u, AMCO-d6) 6 yacTt. Ha MaH. 7.25 (m, 5 H), 3.55 (m, 2 H), 3.25 (m, 2
H), 291 (m, 1 H), 2.72 (m, 2 H), 2.6/2.3 (m, 4 H), 2.15/1.65 (m, 2 H), 1.39 (s, 9 H), 1.15 (m,
12 H)

SIMP *'P: (400 MT', IMCO-d6) & uact. Ha MiH. 68.58

[Tpomexxyrounoe coenunenue 198: Tpet-bytui (3aR*, 4S*, 6aS*)-2-6en3ui-4-{4-[Ouc(Tpet-
OyTOKCUKAPOOHUIT)aMUHO |0y THI } -5-[ mu(TIpoTIaH-2-1Ui1)aMUHO |-5-0KCO-0KTaruapodocd oo
[3,4-c]muppon-4-kapOoKcuIaT

K 60%-o11 cycien3uun NaH (0.12 r, 2 mmoutei, 1.1 axB.) B AMCO (6 M) o1 aproHoM
JIOOABIISIOT pacTBOP MpoMekyTouHoro coeaunenus 204 (0.71 r, 2 mmorei, 1.1 akB.) B IMCO
(1.5 mn). 3aTem o6aBISAIOT TpoMexXyTouHOe coenuuenue 197 (0.8 r, 1.84 MMorieit) B pacTBOp
B JAMCO (2 mi1), 1 cMeCh IEPEMENIUBAIOT B T€UEHHUE 15 4. MpU TeMIepaType OKpyKarouen
cpensl. Peakiponnyto cpeny 3ateM ruiposn3ytot rmpu 0°C mocpecTBOM BOJHOIO pacTBOpa
NH4CI (10 mu1) u akcTparupyrot mpu momortiu JIXM (50 mut). Opranuueckyro ¢gaszy mpoMbIBAIOT

npu nomouy H,O (2 x 10 mu), cymiat Hag MgSO4 ¥ KOHUEHTPUPYIOT IO BAKYYMOM.

ITonydeHHBIN OCTATOK OUMINAIOT (hiIdII-XpoMaTorpadueit Ha CUIIMKarese, IpUMEHsIs B
kauecTse 3mroeHTa rpaaueHT AcOEY/TI'® (100% npu 80:20). [IpomexxyToOuHOE COETMHEHUE
198 (0.232 1, 0.33 MMoOJIEH), CMECH IMACTEPEOUZOMEPOB, TTOJIYHAIOT B BUJIE MACJA C BBIXOJ0OM
18%.

SIMP 'H: (400 MT'y, IMCO-d6) & uacrt. Ha min. 7.3 (m, 4 H), 7.22 (m, 1 H), 3.58/3.43 (d)
+(d, 1+1 H), 3.42 (m, 2 H), 3.29 (m, 1 H), 3.1/2.09 (m)+(m, 1+1 H), 2.87 (m, 1 H), 2.82/2.59
(m)+(m, 1+1 H), 2.81 (m, 1 H), 2.05/1.46 (m)+(m, 1+1 H), 1.92/1.65 (m)+(m, 1+1 H), 1.45 (m,
2 H), 1.42 (2%(s, 27 H), 1.26/1.09 (m)+(m, 1+1 H), 1.17 (d, 12 H)

SIMP 3C: (400 MT'u, IMCO-d6) & uacr. na mits. 128.1, 126.6, 60.8, 59.1, 55.7, 45.5, 45.4,
44.1,34.3,29.1, 27.7, 27.3, 26.6, 22.9, 22.3

I[TPUMEP 262: (3aR*,4S*,6aS*)-4-(4- AMMHOOYTHIT)-2-0€H3WUII-5-THIPOKCH-5-0OKCO-
okTaruapodocdoio|3,4-clnuppoi-4-kapOboHoBast KUCIOTa, TpUPTOpaeTaT

ITpomexyTounoe coenquuenue 198 (0.232 r, 0.328 mmouen) u 6N XJIOPUCTOBOTOPOIHYIO
KUCITOTY (5 mit, 30 MMOJIEH) KUTIATHIIM C OOpaTHBIM XOJOIUIBHUKOM B TeUeHHUE 7 U.
PeakumonHyto cpery KOHIEHTPUPYIOT MO/ CHUKEHHBIM IaBJIEHUEM, 3aTEM JIMO(UITU3YIOT.
Ocaniok ouriaroT XxpoMmartorpaduert Ha cunukaresne RP18 Ha obGpaiieHHo ¢ase, MpuMeHs st
B KauecTBe amtoeHTa rpaaueHT HyO/MeCN/TDY. Ipumep 262 (0.040 r, 0.109 mmouteit)

nmoJiy4yaroT B Buze coiii TDY mocie muodunuzanyu ¢ BEIxoaom 33%.
SIMP 'H: (500 MT'i, D,O+NaOD) 6 yact. Ha MiH. 7.4-7.25 (m, 5 H), 3.59 (m, 2 H), 3.18/

2.07 (m)+(m, 1+1 H), 2.9 (m, 1 H), 2.84/2.37 (m)+(m, 1+1 H), 2.7 (m, 1 H), 2.48 (m, 2 H), 1.85/
1.31 (m)+(m, 1+1 H), 1.78/1.22 (m)+(m, 1+1 H), 1.31 (m, 2 H), 1.24/1.07 (m)+(m, 1+1 H)

Crp.: 133



10

5

20

25

30

35

40

45

RU 2729641 C2

SAMP 3C: (500 MTI'y, D,O+NaOD) 6 yact. Ha MmutH. 127-129, 60.9, 59.2, 55.5, 44.1, 40.1,

33.5,32.2,29.3, 28,23
ESI/FIA/HR u MC/MC: [M+H]+=367.1789 (367.1786)
ITonyuenue npumepa 263
ITpomexyTouHnoe coenuuenne 199:

0. OH
P

H o

ke

ITpomexyTounoe coeauuenue 196 (6.15 r, 18.4 mmorieit) U 6 H. XJIOPUCTOBOAOPOTHYIO
kucioTy (12.2 M1, 73.2 MMoJIelt) KUTIATST C OOpaTHBIM XOJIOJUIBHUKOM B T€UEHHE 6 4.
PeakmonHnyo cpey KOHIEHTPUPYIOT ITOJI BAKYYMOM, U3BJIEKAIOT 3TaHOJIOM (50 Mit) n
KOHUEHTPUPYIOT MO/ CHUKEHHBIM J1aBIICHUEM.

ITpomexxyTounoe coeaunenue 199 (7.57 r, 26.3 MMoOJIei) MPUMEHSIOT O€3 JOTIOJTHUTEIbHOM
OYMCTKH.

SIMP 'H: (400 MTI'u, IMCO-d6) 6 yact. Ha muH. 11.2 (sl, 1 H), 7.6 (m, 2 H), 7.4 (m, 3 H),
4.3(d,2 H),2.95;2.8 (m,2*1H H), 3.6; 3.3 (m, 2 H), 3.2;2.95 (m, 2 H), 1.85; 1.5 (m, 4 H)

O. OH (
P 0 0
(coaq), 0 0 \
P P
H CH,CI,
N~ HCl — > H H Ho)—'H
EtOH \ + N
TEA l
MpomexyTroyHoe n n
POMEeXyTOuHOE poMexyTouHoe
coenunenue 199 coeaviHeHwe 200 coeauHeHne 201

[TpomexxyTounsie coequnenus 200 u 201:

K pactBopy npomexyrounoro coenunenus 199 (5.29 r, 18.4 mmoreit) B pactsope B IXM
(170 mur) ipu 0°C u mox aTMocepoit aproHa JOOABIISIOT IO KAIUISIM PacTBOP
okcanmmixjiopuaa (3.16 mi, 36.8 mmouiei, 2 3kB.). PeakiimoHHyto cpeny repemMenivBaoT B
TeUeHHUE 4 4. IpU TEMIIEPATYPE OKPYKAIOIIEH CPEAbI, BBIIAPUBAIOT MO BAKYYMOM, 3aTEM
CyIIaT MOJ CHW)KEHHBIM J1aBjieHreM. OCTaTOK pecycrneHaupyroT B 6e3BogHoM A XM (150 mi)
u 3aTeM go0aBisitor DMAP (0.0225 1, 0.18 mmoeit). CMech oxnaxaaroT npu -70°C.
ITocnenoBatensro mobasistroT TEA (3.1 mit, 22 mmordteit, 1.2 5xB.) u EtOH (1.3 mi1, 22 MMoJIei,
1.2 3kB.). CMech EPEMENIMBAIOT B TEYEHUE 2 Y. IIPU TEMIIEPATYPE OKPYKAIOLIEH CPEIbI,
BBUIMBAIOT B BOJHBIN pacTBop NHyCl, 3aTem noamenauynBaroT NOCPEACTBOM BOJTHOIO

pactBopa NaHCO3. PactBop skcrparupytot npu nomotu XM (150 mur). Opranvueckyro
a3y mpombiBaroT mocpeactsom H,O (2 x 50 mit), cymrat Hast Nay SOy, 3aTeM KOHIIEHTPUPYIOT

o1 BakyyMmoM. [TomyueHHBIN MPOAYKT OUMIIAIOT (IdII-XpoMaTorpadueit Ha CUIIMKarese ¢
npuMenenueM rpaaventa JIXM/EtOH (ot 95:5 no 85:15) B Ka4ecTBe 3JIIO€HTA.
ITpomexyTounsie coeaurenus 200 (0.291 r, 1.04 mmoueit) u 201 (2.95 1, 10.56 mmoen)
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MOJIY4YarOT C COOTBETCTBYIOIIMM BBIXOAOM 5% U 57%.
0. g 9\0 0.0
SARN H P
o]

P
H wlH LDA H H
N

| (Boc),0 l
NpomMexyTounoe MpomexyTouHoe
coeauHeHnwe 201 coeaunrexune 202

ITpomexxyTounoe coenunenue 202:

K pactBopy npomexyrounoro coenunenust 201 (2.95 r, 10.5 mmomeit) B TT'® (31 M) npu
-70°C u to1 apronom, 106asisroT pactBop LDA 2M B TT'® (14.7 mmoneit, 7.39 mi1, 1.4 9kB.).
3atem uepe3 15 mun. ipu -70°C, pactBop Boc,O (4.16 1, 14.7 mmomneit, 1.4 3kB.) 100aBIISIIOT

1o karsiM B 10 mut TT'®. TlepememmmBanue npoaopKarT B TeueHrue 90 MUH U 3aTeM

no06aBnstoT Mo KarsiM 1.4 5xB. 2M LDA B TT'® (14.7 mmomeit, 7.39 min). B koHIie mobaBiaeHus,
PEaKIMOHHYIO cpey nojaepkuBatoT rpu -70°C B TeueHue 90 MuH. J10O6aBIISIIOT HACHIIICHHBIN
pactBop NH,4CI (30 mun), a Takske AcOEt (60 MiT), U pEaKIMOHHYIO CPEly MEJICHHO JOBOISIT

JI0 TEMIIEPATYPBI OKPY’KAIOLIEH Cpeibl. 3aTeM MPOAYKT 3KCTparupytot npu nomoum AcOEt
(2 x 150 mum). Opranuueckue pa3bl 00BEAUHSIIOT, TPOMBIBAIOT HACHIIIIEHHBIM PACTBOPOM
NaCl (2 x 150 M), cymiat Hag MgSO4 M KOHLIEHTPUPYIOT 1101 CHUKEHHBIM JABIICHUEM.

[ToyyeHHBIN OCTaTOK OUMIIAIOT (II-XpoMaTorpadueit Ha CUIMKaresie ¢ IPUMEHEHUEM
rpaguenTa AcCOEY/TI' @ (100% nipu 70:30) B kauecTBe 3mroeHTa. [I[poMexkyTouHOE coeTMHEHnE
202 (2.52 1, 6.64 MMOJISI) MOJIYYAOT B BUAE MAcCiia KEeJITOBATOIO IIBETA C BBIXOJ0M 63%.

ITpomexxyTounoe coenuuenue 203: Tpet-bytun (3aR*, 4R*, 6aS*)-2-bensun-4-{4-[6uc
(TpeT-0yTOKCHKapOOHUIT)aMUHO |-0y THIT }-5-3TOKCH-5-0KCOo-OKTaruapodocdoo|3,4-clmuppo-
4-xapOoxcunat

B tpexropiyto kos0y o6beMoM 250 Mt 1o aTMochepoit aproHa nociae10BaTeIbHO BBOAST
JAMCO (5 m) u 60%-p1ii NaH (0.425 1, 10.6 moreit, 1.6 3kB.). KoaOy BEIACPKUBAIOT IIPH
KOMHATHOM TEMIIEpAaType C UCTIOJIb30BAHUEM BOJISTHOM OaHu. PacTBOp MpoMeKyTOYHOTO
coeaunenus 204 (2.57 r, 7.3 monei, 1.1 3xB.) B IMCO (7.2 Mi1) 3aTeM 100aBISIOT IO KAILJISIM
B TeueHue 5 MuHyT. PacTtBop nnpomMexxyrounoro coenunenus 202 (2.52 r, 6.64 MmmoJieii) B
JAMCO (7.2 mi1) 3aTeM J100aBIISIOT MO KAIUIsM, TTOJIepKuBas Temmepatypy Huxe 20°C.
Yepes 7 4. peaKIIMOHHYIO CMECh OXJIAXKIAIOT IPU MOMOIIU OAHU C JIEASHON BOJON U
TUIPOJIM3YIOT MMyTeM Jo0aBieHus 5 Mil HackleHHoro pactBopa NH,4CI. [Tocne yero cmech

aKcTparupyroT nocpeactsoM XM (3 x 50 mi). 3aTteM opranndeckue haszbl 0ObEIUHSIOT,
IIPOMBIBAIOT HACBILIEHHBIM pacTBOpoM NaCl (2 x 50 mur), u cymat Hag MgSOy4 niepen
KOHIIEHTPUPOBAHUEM TIOJ] CHI)KEHHBIM JaBiieHueM. [1orydeHHbI TakuM 00pa3oM 0CajloxK,
OUHMIIIAIOT XpoMaTorpadueii Ha cunukarene, mpuMeHsst cmecb ACOEY/TT'® (ot 100% mo 80:
20) B kauecTBe atoeHTa. [Ipomexyrounoe coenunenue 203 (1.86 r, 2.86 MMoJiel) moay4aroT
C BBIXOI0M 43%.

SIMP 'H: (500 MTI'y, CDCl3) & yact. Ha MiH. 7.29 (m, 4 H), 7.23 (m, 1 H), 4.15 (m, 2 H),

3.66/3.58 (d)+(d, 1+1 H), 3.58 (m, 2 H), 3.06/2.49 (m)+(m, 1+1 H), 2.99/2.23 (m)+(m, 1+1 H),
2.73 (m, 1 H), 2.69 (m, 1 H), 2.07/1.63 (m)+(m, 1+1 H), 2.02/1.78 (m)+(m, 1+1 H), 1.65-1.5
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(m, 2 H), 1.45/1.19 (s)+(s, 18+9 H), 1.4 (m, 2 H), 1.31 (t, 3 H)
SIMP 13C: (500 MT', CDCl3) & uacr. Ha mutn. 128.1, 126.6, 61.2, 60.4, 59.4, 56.7, 45.8, 45.1,
33.8,32.9,29.2,27.9,26.9, 22.1, 16.5

SAMP 3'p: (500 MTI'y, CDCl3) 6 yact. Ha MuH. 74.9

ITPUMEP 263: (3aR*, 4R*, 6aS*)-4-(4- AMUHOOYTUIT)-2-0€H3UI-5-TUAPOKCU-5-0KCO-
oktaruapodocdono[3,4-clmuppoi-4-kapOoHOBast KUCIIOTA

ITpomexxyTounoe coenuuenue 203 (1.85 r, 2.84 mmorieit) 1 6pomMua TpUMeTUICKHIaHa (4.5
M, 34.11 mmoutett, 12 3kxB.) B pactBope B JIXM (20 mut) B30aITHIBAIOT B TEUEHUE HOUU MIPU
TEMIIepaType OKPYKAIOIIEH Cpeibl, 3aTEM KOHLEHTPUPYIOT MO BaKyyMoM. OcTaToK
pecycnenaupytotr B MeOH (20 mut), nepemenivBaiot B TedeHue 20 MUH., 3aTeM KOHUEHTPUPYIOT
nos BakyymoM. IIpoaykr pecycnenaupytot B JIXM (20 M) u TOV (4.22 M, 56.8 mmornen,
20 5kB.) 100aBs0T. CMech epeMeIIMBalOT B TEUEHUE HOUM IIPU TEMITEpATYPe OKPYKaroIeh
cpensbl. [Tocie 3Toro peakiMoHHYI0 Cpeay KOHUEHTPUPYIOT MOJT CHUKEHHBIM JABJICHUEM U
OYMIIIAIOT XpoMmaTorpadueit Ha oOparieHHoi (aze ¢ mpumenenueM rpaauenta HoO/CH;CN

B KauecTBe amoeHTa. [Tpumep 263 (0.29 1, 0.79 Mmoutelt) nmojiyqyaroT B BUje JUOGUIU3ATA C
BBIXOAOM 28%.

SIMP 'H: (500 MT'1i, D,O+NaOD) 6 vact. Ha MutH. 7.4-7.25 (m, 5 H), 3.57 (m, 2 H), 3.08/

2.38 (m, 1+1 H), 3.04/2.17 (m)+(m, 1+1 H), 2.52 (t, 2 H), 2.45 (m, 1 H), 2.42 (m, 1 H), 1.73/
1.45 (m)+(m, 1+1 H), 1.67 (m, 2 H), 1.35 (m, 2 H), 1.28 (m, 2 H)

sIMP B3¢ (500 MTI', D,O+NaOD) & yact. Ha MutH. 127-129, 60.5, 59.1, 57.4, 46.1, 40, 33.9,

33.2,32.4,28.3,22.9

C=58.27(59.01); H=7.24(7.43); N=7.58(7.65)

ESI/FIA/HR u MC/MC: [M+H]+=367.1775 (367.1786)

DapMaKOIOrMYeCKOE UCCIIETOBAHUE

ITPUMEP 264: Unruouposanue TAFIa (Tect Hippuryl-Arg)

Yenopeueckuit TAFI (4 HM) unkyOupyroT ¢ TpoMOMHOM YenoBeka (10 HM) u
TpoMOboMoayIMHOM venioBeka (5 HM) B mpucytctBur 10 MM kanbuus. [Tocne 20 MuHyT
MHKYyOalMM peakiyio aKTUBAIMKM ocTaHaBIuBaroT qoo6asieHueM PPACK (1 MmkM koHeuHas),
HEOOPATUMOTO UHTUOUTOPA TPOMOUHA.

Peakuun npotekarot B Oydepe Hepes (25 MM Hepes, 137 MM NacCl, 3.5 MM KC1)+0,1%
ObIuMii CBIBOPOTOYHBIN abOyMuH, pH 7.4 ipu 28°C u nipy niepeMenvBaHum.

Uccnenyemoe coeqnnenue n1o0aBisitoT K pactBopy TAFIa (2 HM) v MHHKYOUPYIOT B T€UEHHE
45 munyT B ipucyTcTBuM Hippuryl-Arginine (5 MM). Peakuuio ocranaBiMBaroT 100aBIeHUEM
XJIOPUCTOBOLOPOAHOM KUCIIOTHI (1 M), 3aTeM HEUTpaAIU3YIOT TUAPOKCUAOM HaTpud (1 M),
rocyie aToro cpeny 3abydepuBarot ruapodocdarom qunatpus (1 M pH 7.4). [Ipoaykr
PEeaKIUK - TUIIITYPOBYIO KUCIOTY - OOHAPYKUBAIOT 100aBIEHUEM UAHYpUIIXIopuaa (6%).
PeaximoHHy10 cMech TIepeMeIMBaloT (BUXPh), 3aTeM HeHTpudyrupyroT. CyrnepHaTaHT
MEPEHOCST B 96-TyHOUHBI MUKPOIIJIAHIIIET, TTOTJIOIIEHUE U3MEPSIOT Ha CIIEKTPOPOTOMETpE
ripu 405 HM (Spectramax plus, Molecular Devices).

3nauenue OII nmyHku, conepxaiieit peareHThl 0e3 TAFI, BBIUNTAIOT U3 BCEX U3MEPEHHBIX
3HaueHuyi OI1. [TpouenTt unrnduposanus TAFIa nmpu 3a1aHHOM KOHLIEHTPALMU UCCIIETYEMOTO
COEIMHEHHS OTPEALIISIIOT IO cleaytoleit popmyre:

9% warnoupoBanusg=100 - [(OI1 coequnenus x100)/OI1 HocuTes|

Coemunenus oueHUBatoT pu 10 HM 1 20 HM B 3KCIIEpUMEHTATBHBIX YCIOBUSIX, OTIMCAHHBIX
BBIIIIE, U PE3YJIHTATHI, BEIPAXKAIOT B MPOLEHTAX MHTUOMPOBAHUS IO OTHOIIIEHUIO K KOHTPOJIIO,
COAEPXKAILEMY HOCUTEIIb B OTCYTCTBUE COCUHEHHS.
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% wHruGHpOBaHNA

% uHrnbupoBanns

Tipumep npu 10 1M npu 20 aM
48 45 (+/- 6) 54 (+/- 9)
49 60 (+/- 3) 73 (+/- 3)
50 53 (+#/-5) 66 (+/- 6)
104 37 (+/-13) 68 (+/- 3)
105 44 (+/- 10) 66 (+/- 10)
108 25 (+/- 1) 29 (+/- 6)
109 58 (+/- 10) 71 (+/-9)
113 68 (+/- 14) 90 (+/-9)
114 42 (+/-11) 51 (+/-1)
164 66 (+/- 18) 87 (+/- 10)
165 76 (+/- 8) 91 (+/- 4)
166 66 (+/-11) 93 (+/- 14)
167 61 (+/-3) 67 (+/- 1)
174 43 (+/- 12) 51 (+/-2)
175 55 (+/-2) 77 (+/- 1)
179 74 83 (+/- 3)
180 54 (+/- 8) 73 (+-9)
182 81 (+/-1) 95 (+/- 7)
183 73 (+/- 8) 88 (+/- 14)
184 67 (+/- 6) 95 (+/- 1)
185 69 (+/- 1) 85 (+/- 0)
187 74 (+/- 14) 97 (+/-2)
188 64 (+/- 1) 86 (+/- 14)
189 71 (+/- 8) 78 (+/- 7)
190 88 (+/- 12) 95 (+/- 6)
191 66 (+/- 4) 83 (+/- 4)
192 77 (+/- 11) 91 (+/-6)
194 64 (+/-2) 80 (+/-0)
195 74 (+/- 4) 87 (+/- 3)
196 77 (+/- 1) 91 (+/- 1)
197 60 (+/- 1) 78 (+/- 1)
198 72 (+/- 6) 91 (+/- 5)
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% narubHpoBaHHnA

% unrubuposanus

Hpaucp npu 10 1M npu 20 sM
199 54 (+/- 6) 73 (+/- 2)
200 28 (+/-11) 46 (+/- 8)
201 69 (+/- 5) 84 (+/- 3)
202 74 (+/- 3) 87 (+/-2)
203 75 (+/- 4) 89 (+/- 1)
204 70 (+/-7) 86 (+/-2)
206 67 (+/-7) 80 (+/-5)
207 71 (+/- 13) 85 (+/- 10)
208 35 (+/- 2) 46 (+/-7)
209 76 (+/- 4) 87 (+/-2)
210 71 79 (+/- 9)
211 85 (+/- 2) 95 (+/- 0)
212 62 (+/- 6) 86 (+/- 2)
213 83 (+/- 4) 92 (+/- 1)
214 79 (+/- 4) 91 (+/- 1)
215 82 (+/- 4) 91 (+/-2)
216 71 (+/- 4) 85 (+/- 4)
217 66 (+/- 10) 83 (+/- 5)
218 67 (+/- 6) 83 (+/-6)
219 92 (+/- 9) 98 (+/- 3)
220 83 (+/- 3) 97 (+/- 1)
221 75 (+/- 2) 88 (+/- 3)
222 73 (+/-5) 85 (+/-4)
223 71 (+/- 2) 83 (+/- 4)
224 86 (+/- 3) 93 (+/-2)
225 76 (+/-2) 85 (+/- 3)
226 71 (+/-3) 88 (+/- 3)
227 84 (+/-7) 91 (+/- 13)
228 63 (+/- 4) 82 (+/- 1)
229 81 89
232 80 (+/- 10) 89 (+/- 19)
234 68 (+/- 8) 79 (+/- 1)
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Mpumep % wuHrubupoBanus | % HHrHONpoOBaHUSA
npu 10 uM npu 20 M
235 60 (+/- 3) 77 (+/- 5)
236 81 (+/- 4) 91 (+/- 6)
237 77 (+/- 5) 84 (+/- 4)
238 70 (+/- 7) 87 (+/- 0)
il 85 (+/- 3) 96 (+/-4)
240 66 (+/- 1) 80 (+/- 5)
241 77 (+/- 11) 91 (+/- 9)
242 75 (+/- 2) 88 (+/- 1)
244 49 (+/- 1) 68 (+/- 6)
245 38 (+/- 2) 52 (+/- 5)
246 72 (+/- 4) 86 (+/- 1)
247 85 (+/- 16) 89 (+/- 11)
248 87 (+/- 14) 95 (+/- 6)
i 88 (+/- 6) 94 (+/- 4)
250 88 (+/- 1) 97 (+/- 1)
251 70 (+/- 14) 90 (+/- 11)
252 76 (+/- 7) 90 (+/- 2)

ITPUMEP 265: ®apmaneBTruecKkasi KOMITO3HUIMS - TaOJIeTKa
®opmyna uzrorossienus st 1000 Tabnerox ¢ go30it B 10 mr:

Coenunenue ogHoro u3 [Ipumepos 1-263 10r
T UapOKCHITPOTMITIEIITIONO3a 2r
ITimeHnyHbIi Kpaxman 10T
JlaxTo3a 100r
CreapaT Maruust 3r
Tanbk 3r

I[TPUUMEP 266: ®apmaneBTruecKasi KOMITIO3UIIUS - TAOJIEeTKa B COYETAHUU C BapdapuHOM
®opmyna uzrorosienus a1 1000 Tabierok ¢ go30i B 10 mr:

Coenunenue ogHoro u3 Ipumepos 1-263 10r
Bapdapun 2t
TUAPOKCUITPOTIMIIIEIITIONO3a 2r
TTmeHnuHBbINi Kpaxman 10T
Jlakro3a 100 r
CreapaT Maruust 3r
Tanbk 3r

ITPUMEP 267: ®apmaneBTUUecKass KOMITIO3UIMS - TA0JeTKA B COYETAHUU C ACTIMPUHOM
®opmyna uzrorosiienus st 1000 Tabnerox ¢ go30it B 10 mr:

Coenunenue oanoro u3 [Ipumepos 1-263 10r
Acnimpusa 100 r
T'uapoxcUponuILeIoa03a 2r
ITmeHnyHBIN KpaxMan 10r
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JlakTo3a 100
CreapaT Maruus 3r
Tanbk 3r

ITPUMEP 268: PacTBOp 1151 UHbEKLMH
®opmyna uzrorosiieHus 10 mi pacrtBopa:

Coenunenue ognoro u3 [Ipumepos 1-263 200 mr
IIpenapat ans uabexuuii NaCl 0,9% 10 M

(57) ®opmyna nuzoopeTeHus
1. Coequnenue ¢hopmyisl (1):

R4H o\|P|

Rs OH
Ak,

RI X RZ \

R;
B KOTODOIi:
Ak, npencrasiser coooit C;-Cg-aTKWIbHYIO LEMb,

X npencrasiset coooit -(CHy) -, -CH(R)-, -N(R)-, -CH,-N(R)-, -N(R)-CH,- unu -CH»-N
(R)-CHy-,

m npeacTaBiaseT codoit 0 umu neaoe yucio ot 1 1o 4,

R mpencraisier coboii aToM BOJOPO/IA WM TpyIIy, BeIOpaHHyto u3 C;-Ce-ankuina,
-Aky-Ary, -Aky-Ar-Ary U —Ak,-Ar-O-Ar, , -Aky-nuknorekcusna uimu -Ak,-OH,

Ak, mipezcTaBisieT co00i TMHEHHYIO WK pa3BeTBICHHYIO C1-Cg-alKUIIbHYIO LIETb,

Ar; 1 Ary, KOTOpPBIE MOTYT OBITh OJTMHAKOBBIMH UJIM PA3HBIMM, KaXIbIi MTPEACTABIISIET

co00l apUWIbHYIO WU TeTEPOAPUITIBHYIO TPYIILY,
R; 1 Ry KaxpIil mpeicTaBisieT codoit aToM BOJOPOAa, Korjaa X MpeAcTaBIsieT coOom -

(CH3)-> -CH(R)-, -N(R)-, -CH»-N(R)- unu —-N(R)-CH,-, unu BMecTe 00pa3yioT cBsi3b, KOr/Aa
X npexncrasiseT codor -CH,-N(R)-CH,-,
Rj3 npeacrasnsier co6oit NH,, Cy-NH,, Cy-Ak;-NH, ninu nunepuaus-4-u,

Cy npencrasisieT coO0H rpynily, BBIOpAaHHYIO U3 LIMKJIOTEKCHUIIA, APUJIA U TeTEpOoapuiIa,
Aks npencrasinsier co6oit Cq-C3-alKUIbHYIO LEb,

R4 1 R5 Kaxxaplii mpencTaBisieT coboi aToM BOJOPO/a,

rae apui o3HauvaeT ¢heHus1, HapTuia Wi 0udeHus1, Tpyu He0OXOAMMOCTH 3aMEIIeHHBII
OJTHOW WJTA HECKOJIBKUMU T'PYIIIaMH, OJTMHAKOBBIMH UJIM pa3HBIMH, BEIOpAHHBIMHU U3 TaJI0TEHA,
TUIPOKCH, TUHEWHOTO WK pa3BeTBICHHOTO (C;-Cy)-ankuiia, Ipy HeOOXOAMMOCTH

3aMEIIEHHOr0 OJHUM WIIM HECKOJIBKUMM aTOMAaMU rajoreHa, METUIICYIb(OHUIIA, METUIITHO,
KapOOKCH, TMHEHHOTO WK pa3BeTBICHHOTO (C;-Cg)-aTKOKCH, TPY HEOOXOAUMOCTH

3aMEILEHHOI O OJTHUM UJIM HECKOJIBKUMU ATOMAMMU I'aJIOreHa, JMHEMHOTO UJIM PA3BETBIIEHHOI'O
(C1-Cg)-aMUHOQNIKMIIA, aMUHOTPYIIIA AMUHOAJIKWIBHOM IPYHIIbI IPU HEOOXOIUMOCTHU

3aMelleHa OJHON UK IBYMsI TPYIIaMu JIMHEHHOTO Ui pa3BeTBiIeHHOro (C-Cg)-ankuna,

Y reTepoapuil o3HavyaeT 5-11-uJIeHHYI0 MOHOLUMKIIMYECKYI0 apOMATUYECKYIO TPYIITY UK
OMLMKIIMYECKYIO APOMATHUYECKYIO WM YACTUYHO apPOMATUUECKYIO IPYIIITY, U COAEPKAIIYIO
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OJIVIH, IBA WJIM TPU TeTepOoaTOMa, BHIOPAHHBIX U3 KUCIIOPO/Ia, a30Ta WK CEPBI, ITPH YCIIOBUH,
YTO reTepoapuil MOXKET ObITh TPU HEOOXOAUMOCTH 3aMEIIIEHHBIM OJTHOM UJIM HECKOJIbKUMU
CpYIIaMU, OJJMHAKOBBIMH WIIM PA3HBIMU, BBIOPAHHBIMU U3 TaJI0T€HA, TUAPOKCH, AMUHO, OKCO,
JIMHEMHOT 0 WM pa3BeTBIEHHOTO (C;-Cg)-asikuia, Ipyu HEOOXOAUMOCTH 3aMELIEHHOT'O OJTHUM

WJIM HECKOJIBKMMM aTOMAaMHM I'aJIOreHa, JIMHEHHOT O WK pa3BeTBIeHHOTO (C-Cg)-anKokcey,

ero ONTUYECKHE U30MEPBI, & TAKKE €0 COJIM MPUCOEANHEHUS K (hapMaleBTUIECKH
IIPUEMIIEMOM KUCIIOTE.
2. Coengunenue popmyisl (I) mo m. 1, B kotopo#t Ry, Ry, Ry u R5 Kaxaplii mpencrasisier

cobotii aToM Bojopoa, Rsy npeacrasnsier co6oit NH,, X npencrasinser coboit -N(R)-, -CH,
-N(R)-, -N(R)-CH,- unu -CH,-N(R)-CH>-, u R ipencrasiser co6oit rpymiy, BHIOpaHHYIO U3
-Ak,-Ary, -Aky-Ar-Ar, U —Ak,-Ar-O-Ar,, rae Aky, Ar; 1 Ary UMEIOT OIIPEIEICHUs,

IIPUBEJICHHBIE B II. 1.
3. Coemunenue popmyisl (Ia), oTaenpHBIN citydaiil coequaennit popmysl (1) mo 1. 1:

ﬁ 0
HO
Np
1
Ra NH,

B KoTOpo Ra npencrasiser coboit rpynny, BeiOpaHHyto U3 —CH,-Ary u -CH,-Ar;-Ary,
rae Ary ¥ Arp UMEIOT OIPEAEIIEHUs, [IPUBEICHHBIE B I1. 1.

4. Coenmunenue ¢opmyisl (I) mo m. 1, mpeacraistoniee coooit (3.5)-3-(4-aMuHOOYTHI)- 1 -
[[2-(3,4-mumeTokcudenmnn)-4-propdermn|meTnin|-4-ruapokcu-4-okco-1,4-azadpochunan-3-
KapOOHOBYIO KUCIIOTY, @ TAKXKE €r0 ONMTHYECKHUE U30MEPHI U €r0 COJIM MIPUCOECTUHEHUS K
(dhapManeBTUYECKU MTPUEMIIEMOMN KUCIIOTE.

5. Coenunenue popmyisl (I) mo 1. 1, mpeacrasmstoriee cooott (3.5)-3-(4-amuHOOyTHI)- 1 -
[[4-dTOop-2-(4-MeTundenw)pern | Me T |-4-ruapokcu-4-okco-1,4-azadocpunan-3-
KapOOHOBYIO KHCIIOTY, a TAK)Ke €ro ONTUYECKHE U30MEPHI U €T0 COJIM PUCOETUHEHUS K
(dhapMaleBTUYECKU MTPUEMIIEMOMN KUCTIOTE.

6. Coequnenue ¢popmydsl (I) mo 1. 1, mpeacrasisioiiee coooit (3.5)-3-(4-aMuHOOY THIT)-1-
[[4-bTOp-2-(4-MeTokcudenu)peHuT |MeTr | -4-TuIpoKCcu-4-okco- 1,4-a3adochunan-3-
KapOOHOBYIO KMCIIOTY, @ TAKKE €ro ONMTHYECKHUE U30MEPHI U €r0 COJIM MTPUCOECTUHEHMS K
(dhapManeBTUIECKU TPUEMIIEMOMN KUCITOTE.

7. Coenmunenue ¢popmyisl (1) mo m. 1, mpeacraistoiee coooit (3.5)-3-(4-aMuHOOYTHIT)- 1 -
[[4-bTOop-2-(4-bTopdhenun)dhenns |MeTui |-4-rurpokcu-4-okco- 1,4-a3adochunan-3-
KapOOHOBYIO KUCIIOTY, @ TAKXKE €r0 ONMTHYECKHUE U30MEPHI U €r0 COJIM MPUCOECTUHEHUS K
(dhapManeBTUYECKU MTPUEMIIEMOMN KUCIIOTE.

8. Coemunenue hopmysl (I) o 1. 1, mpencrasistorniee coooit (3.5)-3-(4-aMuHOOY THIT)-4-
TUAPOKCH-1-[(4-ruapokcu-2-henundeHun)MeTun]-4-okco-1,4-azadochrHan-3-kapOOHOBYIO
KHUCIIOTY, a TAKXKe €ro ONTUYECKHE U30MEPHI U €0 COJIM ITPUCOCTMHEHUS K (papMaleBTHUESCKH
IIPUEMIIEMOM KUCIIOTE.

9. Coemunenue hopmynsl (I) o 1. 1, npeacrasistomiee coooii (3.5)-3-(4-aMmuHoOyTHI)-4-
THIPOKCH- | -[2-(6-MeTOKCUTTMPUIUH-3-1i1) 0eH3MIT |-4-0KCc0o- 1 ,4-a3adochunan-3-kapOOHOBYIO
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KHUCIIOTY, a TAKXKe €ro ONMTUYECKHE U30MEPHI U €0 COJIM ITPUCOSTMHEHUS K (hapMaleBTUUEeCKH
IIPUEMIIEMOM KUCIIOTE.

10. Coemunenue popmysl (I) mo 1. 1, mpeacrapinstoriee codoit (3.5)-3-(4-amuHoOyTHN)-1-
[[2-(4-xnopdhennn)-4-dpropdenus |meTu |-4-runporcu-4-okco- 1 ,4-a3zadocrnan-3-kapOOHOBYIO
KHUCIIOTY, a TAKXE €ro OMTHYECKHUE U30MEPHI U €T0 COJIU ITPUCOETUHEHUS K (papMalieBTUUECKH
IIPUEMIIEMOM KUCIIOTE.

11. Coenunenue hopmysi (1) o 1. 1, mpeacrasistoiiee codoii (3.5)-3-(4-amuHOOYTHI)- 1 -
[4-pTop-2-(1-MeTit- 1 H-uMuaa30-5-ur)0eH3ui]-4-ruipokcu-4-okco-1,4-azadochunan-3-
KapOOHOBYIO KUCIIOTY, & TAKXKE €r0 ONMTUYECKUE U30MEPHI U €r0 COJIU MPUCOCTUHEHUS K
(hapMaleBTUYECKU TPUEMIIEMOMN KUCIIOTE.

12. Coenunenue opmysl (1) o m. 1, mpeacrasisitoiee codoii (3.5)-3-(4-amuHoOyTHI)- 1 -
[2-(1,2-mumeTnit- 1 H-umuna3oit-5-ui)-4-hropoensun]-4-rugpoxcu-4-oxco- 1,4-a3adocunan-
3-kapOOHOBYIO KMCIIOTY, @ TAKXKE ero ONMTHUYECKHE U30MEPHI U €r0 COJIM IIPUCOCTUHEHMS K
(dhapManeBTUIECKH ITPUEMITEMON KUCITOTE.

13. Coemunenue popmyisl (I) mo 1. 1, npeacrapistoriee codoit (3.5)-3-(4-aMmuHoOyTHI )-4-
rUIpOoKCH- 1-[[4-Tunpokcu-2-(4-metundenun)dennn | Metun |-4-okco- 1,4-azadpochunan-3-
KapOOHOBYIO KUCIIOTY, @ TAKKE €r0 ONMTHYECKHUE U30MEPHI U €r0 COJIM MPUCOECTUHEHMS K
(dhapManeBTUIECKU ITPUEMIIEMOMN KUCIIOTE.

14. Coenunenue hopmysl (1) o . 1, mpeacrasistoiiee codoii (3.5)-3-(4-aMuHOOY THIT)-4-
TUIPOKCH-1-[4-Tuapokcu-2-(umuaaso| 1,2-almupuaua-3-um)oensun |-4-okco- 1 ,4-azadochuHaH-
3-kapOOHOBYIO KUCIIOTY, @ TAKXKE €r0 ONMTUYECKUE U30MEPHI U €r0 COJIM MPUCOECTUHEHUS K
(hapMaleBTUYECKU TPUEMIIEMOMN KUCIIOTE.

15. @apmaneBTuyeckas komno3uuusi, uHruoupyroias TAFIa, cogepxaiiias coequHeHre
dhopmysl (I) mo ogHOMY U3 . 1-14 B coueTaHuU ¢ OJHUM WJIM HECKOJIbKUMH HETOKCUUECKHMU,
(hapManeBTUYECKU IMTPUEMIIEMBIMU HATIOJIHUTEISIMU WJIM UHEPTHBIMU HOCUTEISIMM.

16. dapmaneBTHUECKAd KOMITIO3ULMSA MO 1. 15, OTIIMYAIOIIAsCS TEM, UTO OHA TAKXKE
COAEPKUT (PUOPUHOIMTUUECKOE CPEICTBO, AHTUKOATYIUPYIOIIEE CPEICTBO UITH
AHTUTPOMOOLUTAPHOE CPEJICTBO.

17. CoenrHeHUe MO OTHOMY M3 TIII. 1-14, ipeiHa3HAUYEHHOE /111 TPUMEHEHMS B KaueCTBe
unruburopa TAFIa.

18. CoenurHeHue 1Mo OJHOMY U3 Tl 1-14, mpeHa3HAUYEHHOE /ISl TPUMEHEHUSI B JICUCHUH,
MpoUIAKTUKE WK BTOPUYHOM MPOGUIaKTUKE HaPYIISHUIH MO3rOBOI0 KPOBOOOpAIIIeHMS,
uH(papKTa MUOKap/a, CTCHOKAPAWU, apTePUUTa HUKHUX KOHEUHOCTEN, TPOMOO030B, B
YaCTHOCTH BEHO3HBIX TPOMOO30B, JIErOYHOM dMOOJIMK, AaHEBPU3M AOPThI UJTH JEMEHIHIA.

19. Coenuuenue no oJHOMY U3 Mil. 1-14, npenHa3HavYeHHOE 171 IPUMEHEHUS 1o 1. 17 uim
18 B coueTaHnM ¢ PUOPUHOIIUTUYCCKUM CPEICTBOM, AHTUKOATYJIMPYIOITUM CPEJICTBOM UIIU
AHTUTPOMOOIMTAPHBIM CPEICTBOM.

20. CoearHeHHE IO OTHOMY W3 MII. 1-14, npeqHa3HaYeHHOe JJIsl IpUMEHEHUs 1o 1. 19 B
COYETaHUM C UHbEUUPYEMBIM (PUOPUHOTIUTUIECKUM CPEACTBOM, BBIOPAHHBIM M3 aIbTEILIA3bI
Y TEeHEKTEIlIa3hbl.
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