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O0J1acTh TEXHHKH, K KOTOPOi OTHOCHTCS M300peTeHHe

Hacrosimee m3o6perenne orHocurest k N-((2S,3S)-2-((2,3'-mudropoudenmn-3-mm)merun)-1-(2-rugpoxcu-
2-MEeTHJITTPOTIAHOWIT ) TUPPOJTHINH-3 -FIT)3TaHCYIb(OHAMHUTY, 00JaaoneMy aKTHBHOCTBIO aroHUCTa PEIenTo-
POB OpEKCHHA 2 THIIA.

YpoBeHb TeXHUKH H300peTeHHs

OpeKcHH TpeACTaBIsIET cO00M HeHpomenTH I, crenupuIecKd MPOAYIUPYEMBId B OTACIbHBIX HEWpOHAX,
paccessHHBIX B JIaTE€pajJbHOM THIIOTAJIaMyCe W OKPYKAIOIIEeH ero 00JacTy, ¥ BKIIFOYAET JABa MOATHIIA - OPEKCHH A
u opekcuH B. OpekcuH A u OpekcHH B SBIISIOTCS SHAOTEHHBIMH JHTaHIAMH OPEKCHHOBBIX PEIENTOPOB, KOTO-
pBI€ NPEACTABISIIOT COOOH pelenTopsl, cBsi3anHble ¢ G-0€IKOM M MPUCYTCTBYIOIINE, TIIaBHBIM 00pa3oM, B MO3-
re, ¥ U3BECTHBI JIBa TUIIA TIOATHIIOB OPEKCHHOBBIX PELENTOPOB - THIT 1 ¥ THIT 2 (HETIaTeHTHBIH JOKYMEHT 1).

[MTockonbKy OpEeKCHUH-TIPOAYLMPYIOIIUE HEHPOHBI (OPEeKCHHOBBIC HEHPOHBI) JIOKAJIM30BaHbI B HEMTOCPEICT-
BEHHOW OJIM30CTH OT IIEHTpa MHIICBOTO MOBEICHHS M BHYTPMIKEIYJOYKOBOE BBEJCHNUE OPEKCHHOBOTO IENTHAA
NPUBOAMT K YBEIMUYCHUIO NOTPEOICHUS UM, OPEKCHH TIEPBOHAYAIBHO TPHUBJICK BHUMaHNE KaK HEHPOMENTH],
o0Jiaiatomuil crmocoOHOCTBIO PEryNHpoBaTh MUIIEBOe NoBeneHHe. OIIHAKO BIIOCIEACTBHH COOOIIANOCH, YTO
TEeHEeTHYECKasi BapHalys PelenTopa OPeKCHHA 2 THUIAa BBI3BIBACT HAPKOJENCHIO Y coOak (HEeMaTeHTHBIN JOKY-
MEHT 2), ¥ IPUBJICKJIa BHUMaHHE POJIb OPEKCHHA B KOHTPOJIE CHAa U OOAPCTBOBAHUS.

B pesynpTare mcciaenoBaHMi C MCIOIB30BAHMEM TPAHCTCHHOW MBIIIN C JEHATYPUPOBAHHBIMHA OPEKCHHO-
BBIMU HEWpPOHAMHU M JBOWHOW TPaHCTEHHOW MBIIIH, MOJYYEHHOM CKpPEIIMBAaHUEM 3TOW MBIIIM C TPAHCTEHHOU
MBIIIBIO C TUIIEPIKCIIPECCHeil OpeKCHHA, OBII0 YCTAaHOBICHO, YTO CHMITOMBI, IOJOOHBIE CHMITOMAaM HapKOJIETI-
CHH, BO3HHUKAIOIIE TPU JAETCHEPANN OKCEPUHOBHIX HEHPOHOB, HCUE3AIOT B Pe3yJbTaTe MOAIEPKUBAEMOM JKC-
Ipeccuy OpeKCHUHA. AHAJOTUYHBIM 00pa3oM, KOT/Ia OPEKCHHOBBIN NENTH] HHTPABEHTPHUKYJISIPHO BBOJST TPaHC-
TEHHOH MBIIIH C ICHATYPUPOBaHHBIM OPEKCHHOBBIM HEHPOHOM, TaK)Ke HAaOII01AeTCsl TTOJIOKUTENIbHAS JUHAMUKA
CHMIITOMOB, TI0I00HBIX CHMIITOMaM HapKOJIEIICHH (HenaTeHTHBIH fokyMeHT 3). MccienoBanus Mbliieii ¢ HOKa-
YTHBIMH PELIEITOPaMH OKCEpHHA 2 THIA TIO3BOJIMIIM CHIENIaTh MPEIIOJIOKEHUE, YTO PEENTOp OPEKCHHA 2 THIa
MMEeT BayKHOE 3HAYCHHUE JUTS MTOJUICPXKAaHUS BO30YKICHNS (HEMaTeHTHBIN TOKYMEHT 4, HeNaTeHTHBIH JJOKyMEHT
5). Takue maHHBIE MMO3BOJISIOT MPEIIIONOKNTH, YTO AarOHUCTHI PEIENITOPa OPEKCHHA 2 THIIA MOTYT IPUMEHSTHCS
B Ka4eCTBE JICKAPCTBEHHBIX CPEACTB UL JICUCHHUS] HAPKOJICTICUN WJIM B Ka4ECTBE TEPANIEBTHUCCKUX CPEICTB AJIS
JIeYSHHSI PYTUX PACCTPOMCTB CHA C TIPOSBICHUEM YpEe3MEPHO COHIMBOCTH (HETAaTEHTHBIN JOKYMEHT 0).

K tomy e, mpeamonaraercsi, 9T0 aroHUCT MENTHIA, KOTOPBIH CENIEKTUBHO BO3ICHCTBYET HAa PEIEITOPHI
OpeKCHHa 2 TWIa, CHIDKAeT OKUPEHUE Y MBIIIEeH, KOTOPOE SBISIETCS pe3yIbTaTOM paIloHa C BBICOKHM COJIEp-
JKaHue xupa (HeMaTeHTHBIN TOKYMEHT 7).

[Ipenmnonaraercs Takkxe, YTO BHYTPIIKEIYIOYKOBOE BBEJICHHE OPEKCHHOBOTO IIENTHIA COKpAIIaeT BpeMs
CHCTEeMHO! aHeCTe3UH y KPbICHI (HEMaTEHTHBIN TOKYMEHT 8).

[penmnonaraercs Takke, 9TO MAMEHTH! C CHHAPOMOM aITHO? BO CHE ITOKa3bIBAIOT HU3KHE YPOBHHU KOHIICH-
TpaLuu OpeKcrHa A B I1a3Me (HEMaTeHTHBIN JOKYMEHT 9).

[Ipenmnonaraercst Takxke, YTO BHYTPHKETYZA0UYKOBOE BBEJICHHE OPEKCHHOBOTO MENTHIA YIydIIaeT coXpa-
HEHUE NMaMsATH B MBIIIMHOW MOJAENN yCKOpeHHoro crtapeHust (SAMP8) ¢ xornutuBHOI nucdyHkimel (Hema-
TEHTHBIA JOKyMeHT 10).

[Ipeamonaraercst Takke, YTO arOHUCT PELEITOPa OpeKCHHA 2 THIA OyJeT TeparneBTHISCKAM JISKapCTBEHHBIM
CPEICTBOM JUIsl JICUSHHS CEPACTHON HETOCTATOYHOCTH (TMTATeHTHBIA JOKYMEHT 1, HEmaTeHTHBIN ToKyMeHT 11).

[Ipennonaraercs Taxke, 9TO AHEBHAS COHJIMBOCTH MAallMEHTOB ¢ OoJye3HbI0 [lapKkWHCOHA BBI3BIBAETCS TO-
BpE&XJIEHUEM OPEKCHHOBOTO HEepBa (HETIaTEHTHBIH JOKYMEHT 12).

[Mpenmonaraercs Taxke, 4TO OPEKCHH PEryJIMPYeT 00pa3oBaHHUE U Pa3psHKCHUE KOCTHOM TKaHH, M arOHKCT pe-
LIENTOpa OpeKCHHA 2 THMa OyJeT TepaneBTHIECKUM JIEKapCTBEHHBIM CPEICTBOM IS JISUCHUS 3a00JIeBaHMI, CBI3aH-
HBIX C IOTepei KOCTHOM TKaHH, TAKUX KaK OCTEOIOPO3, PEBMATOUIHBIH apTPHT U T.I1. (TTATCHTHBIA TOKYMEHT 2).

[Ipenamnonaraercs TakKe, YTO arOHUCT PELETITOPA OPEKCHHA MOYKET NMPUMEHSTHCS I TPODUIAKTHKN HITH
JICYCHUS! CeTICHca, TSDKEJIOTO CENCHCa M CENTHUYECKOTo IIOKa, MTOCKOJIBKY B MBIIIMHOW MOJENH CETNTHYECKOTO
II0OKa CMEPTHOCTh B 3HAYMTENILHOM CTENEHN CHIIKACTCS IIPOCTO HETIPEPHIBHBIM BBEICHHUEM OPEKCHHA U3 IEpH-
(hepun (MaTeHTHBIN TOKYMEHT 3).

Takum 00pazom, 0)KHIAETCS, 9TO COCTUHEHNE, 00J1aIatoniee aKTHBHOCTRIO arOHICTa PELEeNToOpa OpeKCHHA
2 Tuma, MOXHO OyIeT MIPIMEHATH B Ka4eCTBE HOBOTO TEPAIIEBTUYECKOTO JICKAPCTBEHHOTO CPENICTBA IS JICUCHHUS
HapKOJICTICHH, HIUOMATHIECKON THIIEPCOMHHH, THIIEPCOMHUH, CHHAPOMA allHO? BO CHE, HAPYIICHUI CO3HAHNS,
TaKWX Kak KoMa | T.II., CHHAPOMa HapKOJIETICHH, COTPOBOXKIAIONIETOCS! CHMITOMAMH HapKOJICTICHH, CHHAPOMA
THIIEPCOMHHH, COTIPOBOXKIAIOIIETOCS THEBHOW THIepcoMHHUel (Hampumep, Oone3nu IlapkuHCOHA, CHHOpOMa
I'uitena-bappe n cunnpoma Kistitne JleBuna), Gone3nn AJjpLreiiMepa, 0XXKUpEHHs, CHHIPOMa HHCYJIMHOPE3HU-
CTEHTHOCTH, CEp/ICYHON HEJJOCTATOYHOCTH, 3a00JICBaHNH, CBI3aHHBIX C MOTEpel KOCTHOI TKaHHM, Cercuca | T.II.,
a TaKkKe B KayecTBE aHTArOHKCTa aHECTETHKA, MPOQMIAKTUYECKOTO WM TEPANEBTHYECKOTO JIEKApPCTBEHHOTO
CpeICTBa IS JICUCHUS MOOOYHBIX 3(H(HEKTOB.

B kauecTBe MPOM3BOIHBIX CyIb(OHAMHU/IA OIIMCAHO COECAMHEHNE, IPEACTaBIeHHOE (GopMyIIoif
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I7ie KK CHMBOJ MIPHHMMAET 3HAUYEHHUE, ONpe/ieIieHHOe B JOKYMEHTe (TaTCHTHBIN JOKYMEHT 4), U co-
eNHEeHNE, TIpeICTaBIeHHOE (OPMYIIOit

Ph
R

TS-NH

M \fo

(RN 1422063-50-0). TlocnmemHee coeaMHEHWE SIBISIETCS ONTHYECKUH akTUBHOW (opmoi  N-(2-
OEH3WIMMPPOIININH-3-1I)METaHCYIb(OHAMNUIA, KOTOPBIH HCKIIoueH u3 coequneHus (I) mo HacrosimeMy u3o-
Operenuro. Kpome Toro, onucanbl COeIMHEHNUS, IPEICTaBICHHbIC (GOPMYIaMH

]
\\,IADH

(RN 2183943-14-6),



043368

=" TN
|
P
=0
He/\%

(RN 2181901-07-3),
D-\\\E‘/A
N

*a

H

g Fh

. T
5=0

He'/ %‘D

(RN 2181757-12-8),

H i
EtHS/N-\“‘ : N‘/ﬂc
P
oo

5
Df} \\El

(RN 2125476-16-4),



043368

(RN 2125419-42-1),

N .
B P \@XNIHE
QS =
HH

é

—0
He/ \’\\D
(RN 2185568-62-9),

0
Hex‘jyzﬂ

H
=l
R |N
5., =
N .
EtD \/K
a

(RN 2185454-60-6),

O, (V Otte
N
R -,
!H
=0

-
He \\{\U
(RN 2185393-75-1),
Aﬁn
M - f\@ __He
5 —
H
‘o
He/ W

(RN 2185369-35-9),



043368

- pr—

He \XD

(RN 2183429-76-5),
OEt

Fh

o
4
T
K
—=

(RN 2182680-51-7),

0
He_\/{/zo

(RN 2180637-97-0)
KpOMe TOTO, B KAUCCTBC COGHI/IHGHI/Iﬁ, 06naaafonmx AKTUBHOCTBIO aroHUCTa pEUENTOPAa OPEKCHUHA 2 THIIA,
OIMHUCAaHBbI CIACAYIOMINEC COCAUMHCHUA: COCAUMHCHUE, IIPCACTABIICHHOC (bOpMyHOﬁ
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r7ie KaKIpIH CHMBOJI IPUHIMAET 3HaUCHHE, OIIpeaesieHHOE B TOKYMEHTE (TATCHTHBIA JOKYMEHT 5);
COEIMHEHHE, MPeCTaBICHHOE (HOpMyIIOi
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COeIMHEHUE, TIpelicTaBIeHHoe HopMyIon

R1
R
RITNFRe
(n

71 KaXIbIH CHMBOJI IPUHIMAET 3HAUCHHE, OIIpeaesICHHOE B TOKYMEHTE (TATCHTHBIA JOKYMEHT 7);
COEIMHEHHE, MPeCTaBICHHOE (HOpMyIIOi
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I KaKIpIi CHMBOJI IPHHUMAET 3HAYCHHE, OMPEACICHHOE B TOKYMCHTE (TATCHTHBIA JOKYMEHT ).

TeMm He MeHEe CYUTACTCS, YTO 3T COCTUHCHUS HE SBISIOTCS OTBEYAIOIIUM TPEOOBAHUSM C TOYKU 3PCHHS
AKTUBHOCTH, ()apMaKOKHHETUKU U O0C30MACHOCTH, U MO-TIPEIKHEMY JKellaTellbHa pa3paboTKa COCTUHEHUs, 00Ia-
JTAFOIIETO aKTHBHOCTHIO arOHKUCTA PEIEeTITOpa OpeKCHHA 2 TUTIA.
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CymHocTh n300pereHns
IIpo6aemsl, peraeMbpie ¢ TTOMOIIIBI0 H300pEeTEHUS

IIpeaMeTOM HACTOSINIEr0 M300PETEHUS SIBIISCTCS T'eTEPOIMKINIECKOS COCIUHEHHE, 00J1amaroiiee aroHu-

CTHYCCKOW aKTHBHOCTBIO B OTHOLICHUH OPCKCHHOBBIX PEIIEIITOPOB 2 THIIA.
CpezacTBa penieHus mpooieM

ABTOpBI HacTosIero u3oopeteHus ooHapyxmmm, ato N-((2S,3S)-2-((2,3'-mudTopoudeHut-3-um)MeTnn)-
1-(2-ruapOKCH-2-METHITIPOTIAHOW ) TUPPOTUANH-3 -1 )ITAaHCYTLGOHAMU WK €T0 (PapMaKoIOTHIECKH TIPUEM-
JieMasi Collb 00JIaJlaeT aKTUBHOCTHIO arOHKCTA PEIENITOPOB OpeKcHHa 2 TUNa. B pe3ynbTare qampHEHIINX Uccie-
JIOBaHUI OHY 3aBEPIIWIHA HACTOSIIEE U300PCTCHUE.



043368

COOTBETCTBEHHO HaCTOsIIIIEe N300peTEHHE 00ECIEYNBACT CIICTYIONTHE OOBEKTHI.

1. Coenunenue, npeacrasisitomee coboit N-((2S,35)-2-((2,3'-mudTopoudenmn-3-ua)meru)- 1 -(2-ruapoxcu-
2-METHITIPOTIAHOVIT ) TAPPOITUINH-3 -1 )ITAHCYIL(HOHAMU WITH €T0 (DapMaKOJIOTHISCKH MTPHEMIIEMYIO COJIb.

2. JlekapcTBEeHHOE CPEACTBO, MPEICTABIIAIONIEe COO0M arOHUCT pelenTopa OPEeKCHHA 2 THIIA, COJepIKaIee
COEIMHEHHUE WIH eT0 (PapMaKOJIOTHIECKH IPUEMIIEMYIO COJIb TI0 TIPUBEACHHOMY BBIIIE TI. 1.

3. JlekapcTBEHHOE CPENICTBO IO MPHUBEJACHHOMY BBINIE 1.2, KOTOPOE MPEACTaBIsIET CO00i CPencTBO ISt
TPOGUIAKTHKI WITH JICYCHHS HApKOJICTICHH.

4. TIpnMeHeHre COeTUHEHUS WX ero (apMaKOJIOTHIECKH MIPUEMIIEMON COJTH TI0 MIPUBECHHOMY BBIIIE TI. |
JUTSL IPO(IITIAKTUKY WK JICUYCHHUS HAPKOJICTICHH.

5. Cnoco0 akTUBaIMK peEIenTopa OPEeKCHHA 2 THIA y MIICKOTHTAIOIICTO, KOTOPHIN BKIIOYACT BBEICHHE
MJICKOITUTAIOMIEMY 3(P(GEKTHBHOTO KOJMYECTBA COCTUHCHUS WK €ro (hapMaKOJIOTUICCKU MPUEMIIEMOM COIH 110
MPUBEICHHOMY BbIIIIE 1. 1.

6. Crioco6 mpoHUIaKTHKH WU JICYCHUST HAPKOJICTICHHU Y MIICKOITUTAIOIIETO, KOTOPBIA BKIIFOYACT BBEIICHHE
MJICKOIUTAIOMIEMY 3(P(GEKTHBHOTO KOJIMYECTBA COCTUHCHUS WK €ro (hapMaKOJIIOTUICCKU MPUEMIIEMO COJH 110
MPYUBEICHHOMY BBIIIE 11.1.

7. [lpuMeHeHnEe COSIMHEHUS WU ero (papMaKoJIOTHYECKH IPUEMIIEMOH COJH 10 IPHUBEACHHOMY BHIMIE II. |
JUTS IPOM3BOJICTBA JIEKAPCTBEHHOTO CPEACTBA IS MPO(MITAKTHKY HITH JICICHUST HAPKOJICTICHH.

DddexT nzo0peTeHust

CoerHEeHHE TI0 HACTOSIIEMY M300pETeHHIO 00J1alaeT aKTUBHOCTBIO arOHUCTA PEIenTopa OpeKCHHA 2 TH-

11a ¥ MOXET MPUMEHSTHCS B KA4eCTBE CPEICTBA TS IPOQIIAKTHKH HIH JCUCHUS HAPKOJICTICHH.
IHonpoOHoe onncanne u3odpeTeHUs!

Coenunenne no n3odperenuto npenacrasisieT coooit N-((2S,35)-2-((2,3'-n upropoudenmn-3-mn)mernn)-1-
(2-ruapoKCH-2-METHIPOTIAHOWIT ) TUPPOTHINH-3 -HIT)3TAHCYIb(OHAMH] WK ero (HhapMaKOJIOTUICCKU MpHEMIIe-
MYIO COJIb.

[pumeps! papMaKOIOTHUSCKHU MPUEMIIEMOI COJT BKJIFOYAIOT COJIb C HEOPTaHUYECKUM OCHOBAHUEM, COJIb C
OpraHUYeCcKUM OCHOBaHHUEM, COJIb C HEOPTaHUYECKOU KUCIIOTOM, COJIb C OPTaHUYECKON KUCIOTOM, COJIb C OCHOB-
HOM MJIM KUCJION aMMHOKHCIIOTOM U T.IL.

[IpennourruTensHBIE TPUMEPHI COTM ¢ HEOPTAaHMYECKUM OCHOBAaHMEM BKITIOYAIOT COJH IIETOYHBIX MeTall-
JIOB, TAaKME KaK HATPHEBasl COJIb, KaJMEBast COJb U T.II., COJIM IIEIOYHO3EMEIbHBIX METAJUIOB, TaKhe KaK Kajlb-
IIeBast COJIb, MarHKUEBAs COJIb U T.I1., COJIM ATIOMUHUS, COJTM AMMOHHSA U T.11.

[IpennovrruTensHBIE IPUMEPHI COM C OPTaHUYECKUM OCHOBAHHEM BKJIIOYAIOT COJH C TPUMETHIAMHHOM,
TPUATIJIAMHHOM, THPHUAAHOM, MHUKOJIUHOM, STaHOJIAMHHOM, AMATAHOIAMHHOM, TPUITAHOJAMHHOM, TPOMETa-
MUH[ TPUC(TUAPOKCUMETII ) METHIIAMUHOM |, TPET-OyTHIIAMUHOM, IIMKJIOTCKCHIAMITHOM, OCH3MIAMIHOM, JTHUIIAK-
norekcrwiaMuHOM, N, N-THOCH3 WA THICHINAMAHOM U T.II.

[IpennovTuTenpHBIC TPUMEPBI COJM C HEOPTaHMYECKOW KHCIOTON BKIIIOYAIOT COJIU C COJITHOW KHCIIOTOM,
OPOMHICTOBOIOPOAHON KHCIOTOM, a30THOM KUCIIOTA, CEPHOM KUCIOTOH, (hochOPHOM KUCTIOTOH H T.II.

[peamoyTHTeTBHBIC IPUMEPHI COJMA C OPrAHUYCCKON KUCIOTON BKIIIOYAIOT COJNIA C MYPAaBBHHOW KHCIIOTOH,
YKCYCHOM KHCIIOTOW, TpU(TOPYKCYCHON KHCIOTOM, (PTaeBOW KHUCIOTOH, (hyMapoOBOil KHCIIOTOH, IIAaBEIEBOW KH-
CJIOTOH, BUHHOHN KHCJIOTOW, MAJIEHHOBOM KUCIOTOH, TUMOHHON KHUCIOTOH, THTAPHON KHCIOTOM, SOJIOUHOM KUCIIO-
TOM, METaHCYIH(POHOBOH KUCIIOTOM, OEH30JICYIH(POHOBON KUCIOTOU, T-TOIYOJICYTH(OHOBON KUCIOTOH U T.I1.

[IpennovrruTensHBIE TPUMEPHI COTM ¢ OCHOBHOM aMUHOKHCIOTON BKJIFOUAIOT COJIM C ApTUHUHOM, JTH3HHOM,
OPHHUTHHOM H T.II.

[IpennodTuTeNnpHBIC PUMEPHI COJIA ¢ KACIOH aMHHOKUCIIOTOHN BKITIOYAIOT COJH C aCaparuHOBOM KHCIIO-
TOW, TTyTAMUHOBOM KHCJIOTOH U T.II.

Jlanee omnmckIBaeTCs Crioco0 IMOTydeHUs] COSAMHEHHMS 110 HACTOSIIEMY H300pPETEHHIO.

HcxomHOE COCTUHEHUE M HCIIONB3yEeMBII PEareHT, a TAKXKE COSAUHCHHE, TIOYYCHHOE HA KaXKIOW CTaUH B
OIHCAaHHOM JIAJICE CTIOCO0E MOMYICHHUS, MOTYT OBITh MPEICTABICHBI B (JOPME COITH.

Korma coenuneHme, MOTYYCHHOE HA KaXIOW CTaJNU, IPEACTABISICT COOOU COSIUHEHUE B CBOOOIHOM (op-
Me, OHO MOJKET MOJIBEPTaThCs MPEBPAIICHUIO B IIEJIEBYIO CONb B COOTBETCTBHHU C M3BECTHBIM criocoboM. Korma
COEIMHEHHE, MOMYYCHHOE B KaXKAOM CTaaWuH, IMPEACTABISIET COO0M COMb, OHA MOXKET HOIBEPraThCs MpeBparie-
HUIO B [IEJIEBYIO CBOOOAHYIO (OPMY HITH IPYTYIO COJIb B COOTBETCTBHH C H3BECTHBIM CIIOCOOOM.

CoennHeHNe, TOMYyYeHHOE Ha KaKIOH CTaIii, MOXKET HCIIOIb30BATHCS HEIIOCPEICTBEHHO B CIICIYIOIIEH CcTa-
M B BHJC PEAKIIMOHHOW CMECH WM B BHJE CBIPOTO NPOAYKTA. AJIBTEPHATHBHO, COCAWHEHHE, ITOMyIeHHOE Ha
Ka)XJION CTaIyy, MOXKET OBITh BBIIEJICHO W3 PEaKIMOHHON CMECH M OYHIIEHO B COOTBETCTBHUH C M3BECTHBIMH CIIO-
cobaMu, HampuMep COCO0aMu pa3Jie/icHHs, TAKUMH KaK KOHIICHTPUPOBAHUE, KPUCTAJUIU3AIHS, ICPEKPUCTAILTN3A-
IUsI, TIEPErOHKA, SKCTPAKIIHS paCTBOPUTENIEM, ()PaKIUOHHAS IIEPErOHKA, KOJIOHOYHAsI XpOMaTorpadus U T.II.

Korma ucxoaHOe COeIMHCHNE U PEareHT, UCIOJIb3yeMbIe Ha KaXKIOW CTAUH, SIBISIOTCS KOMMEPYECKH JOC-
TYIHBIMH, KOMMEPYECKH JOCTYITHBIN MPOTYKT TAKKE MOXKET UCIOIB30BaTHCS HEMOCPEICTBCHHO.

XoTsl Ha KaXIOW CTAIWH MPOJOJDKUATEIFHOCTh PEAKIIMU M3MEHSAETCS B 3aBHCUMOCTH OT HCIIONB3YEMOTO
peareHTa U pacTBOPHUTEIISL, OOBIYHO OHA COCTABIACT OT 1 MuH 110 48 u, mpeAmodTuTensHO oT 10 MuH 10 8 4, eciu
HE yKa3aHO MHOE.

XoTs Ha KaXI0H cTaiuu TeMIlepaTypa PeaKkny H3MEHAETCS B 3aBHCUMOCTH OT UCIIOIB3yEMOT0 PeareHra u
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pactBopuTesi, 0OBIMHO OHa HaxoauTcsl B mHTepBaie oT -78°C no 300°C, npeamoururensHo ot -78°C no 150°C,
€CJIM HE yKa3aHO HHOE.

XOoTs Ha KaXJOU CTAJANU TaBJICHHE U3MEHICTCS B 3aBUCHMOCTH OT HCIOJB3yEeMOT0 peareHTa U pacTBOPH-
Tens, 00bgHO oHO coctamiseT oT 1 atm (101,325 xIla) go 20 atm (2026,5 xIla), npeanoyrurensHo OT 1 atMm
(101,325 xI1a) mo 3 atm (303,975 kIla), eciiu He yKka3aHO HHOE.

Ha mo06oii craguu cuHTE3a MOXKET UCITOJIb30BAThCS PEAKTOP IS IPOBEICHUS PEAKITHI 110 BO3IEHCTBUEM
MHUKPOBOJTHOBOTO M3JIYYCHHS, TakoW Kak Initiator mpom3BoncTBa Biotage u T.1. X0Tsa Ha KaXI0H CTaJIWH TEMIIe-
patypa peakuu W3MEHSIETCsA B 3aBUCHMOCTH OT HCIOJB3YyEMOT0 peareHTa M PacTBOPUTEIS, OOBIYHO OHAa HAXO-
JUTCA B MHTEpBaje OT KoMHAaTHOU TemnepaTypsl A0 300°C, npeanourutensHo oT 50°C go 250°C, ecnu He yka-
3aHO WHOE. XOTs Ha Ka)XIO¥ CTaIUH MPOJOJDKUTEIBHOCTh PEaKIMK U3MCHSIETCS B 3aBUCUMOCTH OT HCIIOJNIb3Yye-
MBIX PEarcHTOB M PACTBOPHUTENICH, OOBIYHO OHA COCTABIACT OT 1 MUH 70 48 U, MPEINOYTUTENHFHO OT 1 MUH 0
8 4, ecit HE yKa3aHO WHOE.

Ha 110001 cTauu B peakiiuu peareHT UCIOJb3yeTcs B KomudecTBe oT 0,5 skBuBaneHTa 10 20 SKBUBAJICH-
TOB, TPEAMOYTUTETHHO OT 0,8 SKBHBaJCHTA IO 5 AKBHUBAJICHTOB, OTHOCUTEIBHO CyOCTpaTa, €CIIM HE YKa3aHO
nHoe. Korma peareHT UConb3yeTcst B Ka4ecTBe KaTain3aTopa, OH HCIoib3yeTcs B komudecte oT 0,001 sxBuBa-
neHTa 10 1 skBuBaneHra, npeamodrureasHo oT 0,01 skBuBaneHTa 10 0,2 SKBUBAJICHTA, OTHOCUTEILHO CyOCcTpa-
ta. Korma peareHT McHonb3yeTcs B Ka9eCTBE PEAKIIMOHHOTO PACTBOPHUTENS, PEareHT MCIIOIB3YeTCS B KOJINIECT-
BE, B KOTOPOM HCITONB3YETCS] PACTBOPHUTEIb.

Ecmm He yka3aHO MHOE, peakius Ha JIF00OH CTaluy CHHTE3a MIPOBOIUTCS 0e3 pacTBOPUTEIS WIH C PacTBO-
PEHHEM WIIN CYCIICHINPOBAaHUEM HCXOIHOTO COCIMHEHHUS B IMOAXOSIIEM pacTBopurene. [Ipumepsr pactBopuTte-
JIeH BKITIOYAIOT PACTBOPUTENH, KOTOPEIC ONMCAHBI B IPUMEPaX, U PACTBOPUTEIH, TIPEACTABICHHBIC HIKE.

CHupThl: METaHOI, 3TAHOJ, TPET-OyTHIIOBBIN CIIUPT, 2-METOKCHUITAHOMT U T.I1.;

MPOCTHIC AUPHL: TUITHIIOBBIN 3dup, nudeHmwtoBsiil 3¢up, Terparuapodypad, 1,2-TMMETOKCUITAH H T.IL.;

apOMaTHYCCKHE YTIICBOIOPOIBL: XJIOPOEH30II, TOIYOJI, KCUIION U T.IL.;

HACBHIIICHHBIC YTIICBOOPOIBI: IIUKIIOTEKCaH, TeKCaH U T.IL.;

amupl: N,N-muMetundopmamua, N-METHITUPPOIUAIOH U T.I.;

raJIOTeHUPOBAaHHBIE YTIICBOJOPOIBI: AUXIIOPMETaH, TETPAaXJIOPH I yriiepoaa ! T.IL.;

HUTPWIBL: allEeTOHUTPIII U T.11.;

CyIb()OKCHIBI: TUMETHIICYIIb()OKCHT U T.11.;

apoMaTHYEeCKHE OPTaHNYECKHUE OCHOBAHS: MUPUINH U T.I1.;

AQHTUAPUABL: YKCYCHBIA aHTUAPHUA U T.I1.;

OpTaHUYECKHEC KUCIOTHI: MypaBbUHAS KHUCIIOTA, YKCYCHAS KUCIOTA, TPUPTOPYKCYCHAS KUCIIOTA | T.IL.;

HEOPTaHMYECKUE KUCIIOTHI: COJITHAS KUCIIOTA, CepHAs KMCIOTA | T.IL.;

CJIO’KHBIC I(UPBI: ITHIALIETAT U T.IL.;

KETOHBI: alleTOH, METHJIITUIKCTOH U T.I1.;

BOJIA.

[IpencraBneHHBIC BHINIC PACTBOPUTEIN MOTYT HCHOJIB30BATHCS B BHJC CMECH JIBYX HIIH OoJice pacTBOPH-
TeJel B MMOAXOISIIEM COOTHOIIICHUH.

Korma B peakmmu Ha m000# CTamuy CHHTE3a HCIOJB3YETCS OCHOBAHHE, NPUMEPHI TaKOTO OCHOBAHHS
BKITIOYAIOT OCHOBAHMS, KOTOPBIE OITMCAHBI B IPUMEPAX, 1 OCHOBAHUS, IPEICTaBICHHBIC HIDKE.

Heopranmueckne oCHOBaHUS: THIPOKCHI HATPUS, THAPOKCUI MarHus, KapOOHAT HAaTpHA, KapOOHAT Kalb-
IUsl, THAPOKApOOHAT HATPUSA W T.I.; OpPraHWYECKHE OCHOBAaHUS: TPUAITWIAMHUH, AWITHIAMHH, TUPWUAWH, 4-
quMmetmwiamuHomupuanH, N,N-mumerwnanwiuH, 1,4-muasadunukno[2.2.2]okran, 1,8-muazadummkino[5.4.0]-7-
VHJICIICH, IMHIa30J1, TUTICPUINH U T.IL.;

AJKOKCHUIBI METAJIOB: dTOKCUJI HATPUSI, TPET-OyTOKCH]] KAJIUS U T.IL.;

THIPUJBI IIETOYHBIX METAJIOB: THIPU HATPUS U T.IL.;

aMUJIbl METAJUIOB: aMHUJ] HATPUS, TUU3OTIPOMIIAMUT JIUTHUS, TCKCAMETIIIIUCHITIA3H] IUTHS U T.I1.;

OpraHUYECKHUE COCAUHCHUS JTUTUS: H-OYTUIUIUTUH H T.II.

Korma B peakmum Ha m1000# CTaguy CHHTE3a WCIOIB3YETCS KHCIOTa WM KHCIOTHBIN KaTaau3aTop, IpH-
Mepbl TaKOW KUCIIOTHI W KHCIOTHOTO KaTalU3aTOpa BKIFOYAIOT KHCIOTHI M KHCIOTHBIE KaTalIH3aTOPBI, KOTOPHIE
OTIICaHbI B IPHMEPAX, a TAKKE KUCIOTHI X KUCIOTHBIE KaTaIN3aTOPBI, KOTOPBIE TIPEACTaBICHBI HIDKE.

Heopranmueckue KHCIOTHI: COJSHAs KUCIIOTA, CEpHAsl KHUCIIOTA, a30THAsl KHUCIOTa, OPOMUCTOBOIOPOIHAS
KucioTta, pochopHas KUCIOTA | T.I1.;

OpraHWYeCKHe KHCIIOTBI: YKCyCHas KHCJIOTa, TPUPTOPYKCyCHas KHUCIIOTa, JUMOHHAs KHCJIOTa, II-
TOIYOJICYTB(OHOBaAsI KHCIO0TA, 10-KaM(popcynbHoHOBas KUCIOTA U T.IL.;

kucioTa JIprorca: KoMILIeKC TpUPTOpUAa OOpa U TUITUIOBOTO d(hUpa, IIMHK HOTUIOM, OC3BOTHEIN XJIOPU]
ATFOMUHU, OC3BOTHBIN XJIOPU]] IWHKA, OC3BOIHBINA XJIOPH]T JKeIe3a U T.11.

Ecmu He yka3zaHO MHOE, peaklMu Ha KaXKIOH CTaJiK CHHTE3a MPOBOMISAT B COOTBETCTBUH C U3BECTHBIM CIIO-
cobom, HarpumMep criocobom, onmcanHbM B Jikken Kagaku Kouza, 5™ Edition, vol. 13-19 (the Chemical Society
of Japan ed.); Shin Jikken Kagaku Kouza, vol. 14-15 (the Chemical Society of Japan ed.); Fine Organic Chemis-
try, Revised 2™ Edition (L. F. Tietze, Th. Eicher, Nankodo); Organic Name Reactions, the Reaction Mechanism
and Essence, Revised Edition (Hideo Togo, Kodansha); ORGANIC SYNTHESES Collective Volume I-VII
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(John Wiley & Sons Inc.); Modern Organic Synthesis in the Laboratory A Collection of Standard Experimental
Procedures (Jie Jack Li, OXFORD UNIVERSITY); Comprehensive Heterocyclic Chemistry III, Vol.1 -Vol.14
(Elsevier Japan); Strategic Applications of Named Reactions in Organic Synthesis (translated by Kiyoshi Tomi-
oka, Kagakudojin); Comprehensive Organic Transformations (VCH Publishers Inc.), 1989, u T.1m., wim cmoco-
60M, OITCAaHHBIM B IPUMepax.

Peaxuuio BBeACHUS MM YAAJCHUsI 3aIUThl (DYHKIIMOHAILHON IPYMIIBI HA JIIOOOH CTaJMK CHHTE3a OCyIlle-
CTBJISIIOT B COOTBETCTBHH C M3BECTHBIM CIIOCOOOM, Hampumep crocodom, onrcanHbiM B "Protective Groups in
Organic Synthesis, 4™ Ed", Wiley-Interscience, Inc., 2007 (Theodora W. Greene, Peter G.M. Wuts); "Protecting
Groups 3" Ed." Thieme, 2004 (P.J. Kocienski), wiw T.11., Wi ciocoOOM, OTIMCAHHBIM B TIPUMEPaXx.

[IpuMeps! 3aIUTHON TPYIIBI IS THAPOKCHIBHOMN TPYIIBI CIIUPTA U T.II. ¥ TUAPOKCHIBHOMN rPyNIBI (eHO-
Jla BKIIFOYAIOT 3allIUTHBIC TPYIIBI MPOCTOro 3(QHUPHOTO THIA, TAKHUE KAaK IPYIIa METOKCHMETHIIOBOTO 3¢dupa,
OCH3WI0BOTO 3(hUpa, TPET-Oy THIITUMETHICHIHIOBOTO 3(Upa, TETParuApOMUPaHUIIOBOTO dpHpa U T.II.; 3aIUT-
HBIC TPYIIIBI CI0KHO3(PHUPHOTO KapOOKCHIATHOTO TUIIA, TAKKE KAK IPYIINa CIOXKHOTO 3(hUpa YKCYCHOU KHCIOTHI
U T.IL; 3aIUTHEIC TPYIIIBI CIOXKHOI(PHUPHOTO CYNIH(GOHATHOI'O TUMA, TAKHE KaK TPYIIa CIOXKHOTO d(hHUpa METaH-
Cynb()OHOBOI KHCIOTHI M T.I.; 3alIMTHBIC TPYMIbI CIOKHOI(PUPHOrO THIA KapOOHOBBIX KHCJIOT, TAKHE Kak
rpymnmna TpeT-0OyTrikapboHaTa u T.11.

[Tpumepsl 3alIMTHOM TPYMIBI Uil KAPOOHWIILHOMN IPYIbI ajbJeTHia BKIOYAIOT 3aIlllUTHBIC TPYIIbI alle-
TAJILHOTO THIIA, TAKUE KaK IPyIna AUMETUIIANETAIS U T.I1.; 3alIUTHBIC IPYIIIbl MUKINYECKOTO alleTalbHOTO TH-
na, Takue Kak 1,3-a1okcaH u T.1I.

[Tpumeps! 3alMTHON TPYyINbBI Ul KAPOOHUIBHOW TPYIIBI KETOHA BKIIOYAIOT 3alUTHBIE TPYIIbI KeTalb-
HOTO THIIA, TAKKE KaK IPYIINa JUMETHIKETANS U T.11.; 3allIUTHBIC TPYIIIBI IUKINICCKOTO KETaThHOTO THIIA, TAKUE
Kak rpynna 1,3-IMoKcaHa U T.IL.; 3all[UTHBIC TPYIITEI OKCUMHOTO THITA, TAKUE Kak Tynmna O-MeTHIOKCHMA U T.I1.;
3aIUTHBIC TPYIITHI THAPA30HOBOTO TUIA, TaKKe Kak rpymmna N,N-ITuMeTHIruapa3oHa u T.11.

[IpuMeps! 3aIUTHON TPy IS KapOOKCHIBHOM TPYIITBI BKIFOYAIOT 3AIMUTHYIO TPYIITY CI0XHO3(PHPHO-
TO THIA, TAKYIO KaK IPYIIIa CI0KHOTO METHJIOBOTO 3(HUpa U T.I1.; 3aIUTHBIC TPYIITBEI aMHIHOTO THIIA, TAKHE KaK
rpynmna N,N-1uMeTuiiaMuia u T.11.

[Tpumeps! 3alIMTHOM TPYIIIBI Uil THOJA BKIIOYAIOT 3al[UTHBIE IPYIIIBI MPOCTOTO 3(QUPHOTO TUIIA, TAKUE
Kak rpynna OeH3WJIOBOI0 THOA(HpPA M T.I.; 3aIIUTHBIC TPYIIbI CIOKHOI(DUPHOrO THIA, TaKHE KaK IpyIina
CJIOXHOT'O THOAIleTaTa, THOKapOoHaTa, THokapbaMaTa | T.II.

[Tpumeps! 3alUTHOM TPYIMIIBI IS AMUHOTPYIIIBI U aQpOMAaTHYECKOTO TeTePOIMKIIA, TAKOTO KaK UMHUAA301ll,
MHUPPOJI, UHIOJ U T.II., BKJIIOYAIOT 3alIUTHBIC TPYMIbl KapOaMaTHOTO THIA, TAKKE KaK Tpymnna OeH3unkapbamara
U T.IL; 3alIUTHBIC TPYIIEI aMUHOTO THMA, TAaKWE KaK TpyIa aneTaMHaa W T.I.; 3allUTHBIC TPYIIbl alKuIa-
MUHHOTO THIIA, TaKHe Kak rpymmna N-TpudeHIMETIIAMIHA U T.11.; 3aIUTHBIC TPYIIIEI CYIb()OHAMUHOTO THIIA,
TaKWe Kak rpymnmna MeTaHCyab(hOHaMuIa U T.11.

3anmUTHEIC TPYIIBI MOTYT YIAIATHCS B COOTBETCTBUH C U3BECTHBIM CIOCOOOM, HAIPHMEP C HCIIOJIb30Ba-
HHUEM  KHUCIIOTHI,  OCHOBAaHHs,  YJIbTPa(QUONETOBBIX  Jy4eW, THApaswHa,  (QeHWIruapasuHa,  N-
METHJIIUTHOKapOamMaTa HaTpusi, GTopua TeTpaOyTHIAMMOHHS, alleTaTa MajluIaJus, TPHATKWICHIAITAIOTCHIIA
(Hanmpumep, TPUMETHIICHITAIIMIIHOIUA, TPUMETHICHITFIIOPOMU/IA) U T.11., CTIOCOOOM BOCCTAHOBIICHUS H T.II.

Korpa Ha m000ii cTagun CHHTE3a MPOBOJUTCS PEAKIUs BOCCTAHOBJICHHS, IPUMEPhI BOCCTAHOBUTEIEH, KO-
TOpBIE MOTYT UCIIOJIb30BaThCsl, BKIOUAIOT THAPH/IBI METAIUIOB, TAKHE KaK aOMOTHUAPH]] JIUTHUS, TPUALIETOKCH-
Ooporuapua HATPUs, IHAHOOOPOTHAPUA HATpHs, TUApUA nuu3ooyTwiamomunus (DIBAL-H), 6oporunpum Ha-
TpUsl, TPUALIETOKCHOOPOTUAPH/] TETPAMETHIAMMOHHUS U T.I1.; OOpaHbl, TaKHe KaKk KOMIUIEKC TeTparuapodypaHa u
OopaHa; HuKeTb PeHes; k00anpT PeHes; BOIOPOa; MypaBbUHYIO KUCIIOTY; TpHATWICHIAH u T.I. Korma Boccra-
HOBJICHHIO TIOJIBEPTACTCS YTIICPOA-yIIICPOAHAS TBOWHAS WA TPOHHAS CBSI3b, MOXKET MPUMEHATHCS CIIOCO0 C UC-
MOJIb30BAHUEM KaTaJIH3aTopa, TAKOTO KaK MalIaui Ha yriie, kKatainu3arop JImHamapa u T.11.

Korma Ha mo0o0ii cTaany CHHTE3a MPOBOAUTCS PEAKIMS OKHCICHUS, IPUMEPBI OKUCIUTEIS, KOTOPBIH MO-
JKET HCIOJIb30BaThCs, BKIIOYAIOT MEPOKCHIBI, TAKAE KaK M-XJopnepOeH3oliHas kuciota (m-chloroperbenzoic
acid - mCPBA), mepokcua Bomopoaa, TPET-OyTHITHIPOICPOKCH] U T.II.; MEPXIIOPATHI, TAKHE KaK IEePXJIOpaT
TeTpaOyTHUIAMMOHUS U T.II.; XJIOPATHI, TAKHE KAaK XJIOPAT HATPHS W T.II.; XJIOPUTHI, TAKHE KaK XJIOPUT HATPUS U
T.IL.; IEPHOJIATHI, TAKUE KaK IEPHOJAT HATPHS U T.II.; THICPBAJICHTHBIC PeareHThl Hoja, Takue Kak HoJ03UI0CH-
30J1 ¥ T.IL.; PEareHThl, COICPIKAIIME MapraHell, TaKue Kak IUOKCH MapraHiia, IepMaHraHaT Kajus U T.I1.; COSAH-
HEHUs CBHHIIA, TAKHE KaK TeTpaaleTar CBUHIA U T.I.; PEareHThI, CONEpIKAIINil XpOM, TaKHe KaK XJIOPXpoMaT
mupuauHus (pyridinium chlorochromate -PCC), muxpomar mupuauaus (pyridinium dichromate - PDC), pearenr
JKOHCa | T.I1.; TAJIOTEHCOAepKAIINEe COeTMHEHUS, Takue kak N-Opomcykiuanumu (N-bromosuccinimide -NBS)
U T.I.; KHCJIOPOJI; 030H; KOMIIIEKC TPUOKCHJA CEpbl M MHUPHIMAHA; TETPAOKCH] OCMHS; THOKCH] cejleHa; 2,3-
IUXJ0p-5,6-nunuaHo- 1,4-6er3oxuHoH (2,3-dichloro-5,6-dicyano-1,4-benzoquinone - DDQ) u T.11.

Korma Ha nr000#i cTamuu CHHTE3a MPOBOJMTCS PEAKIUs PaJAUKaIbHON peakIiu, IPUMEpPhl PaIuKaTbHOTO
WHUIAATOPA, KOTOPBIA MOXKET HCIOJIh30BATHCS, BKIIFOUAIOT a30COCIMHCHHUE, TAKOE KaK a300MCU300yTUPOHUTPILT
(azobisisobutyronitrile - AffiN) u T.11.; BomopacTBOprMBbIe paKalbHble HHUIMATOPEI, Takue Kak 4,4'-a300mc-4-
[IMaHONIeHTaHoBas kuciora (4,4'-azobis-4-cyanopentanoic acid - ACPA) u T.1.; TpuaTHIOOp B NPUCYTCTBUH
BO3JlyXa WJIM KUCJIOPOJa; MepOKCHA OeH30ma U T.M. [IpUMepbl paJMKalbHOTO peareHTa, KOTOPbIH MOXKET HC-
TOJIb30BAThHCS, BKIIOYAIOT TPHOYTHICTAHHAH, TPUC(TPUMETHIICHIIIT)CHIIaH, 1,1,2,2-TeTpadeHmiaucian, aude-
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HWICWJIaH, HOJaU] caMapus T.11.

Korna na nro00it ctagum cuHTE3a NPOBOAUTCS peakius Burrura, mpuMepsl peareHra BurtTura, xorto-
PBIf MOXKET MCIOJIb30BaTHCSI, BKITIOYAIOT ankminaeHpochopansl U T.1. AnkminaeHpochopansl MOTYT OBITh
MOJyYeHBl B COOTBETCTBHU C U3BECTHBIM CIIOCOOOM, HalpUMeEp B3auMOJeHCTBUEM colu (GochHOHMS ¢ CHITb-
HBIM OCHOBaHHUEM.

Korma na mo0oi cramuu CHHTE3a MPOBOIAUTCS peakmus XopHepa-OMMOHCA, TIPUMEPHl PEareHToB, KOTO-
pBhIe MOTYT HCIIOJIb30BAThCS, BKIIOUAIOT (HOCHOHOAIETATHI, TAKHE KaK METHIANMETHII(OCHOHOAIETAT, ITHIIIH-
stundochoHoaneTaT U T.I.; U OCHOBAHUSA, TAKHE KaK TUAPHUIBI METOYHBIX METAJUIOB, OPTaHUYECKHE COCIUHE-
HUS JINTHS Y T.1IL

Korna na mo0oit cragnu cunTe3a npoBoautcs peakums Ppunens-Kpadrca, B kauecTBe peareHTa HCIOIb-
3yeTcsi KOMOMHAIMS KUCJIOTHI JIbIonca M XJIOpaHTUIpHAa KHCIOTHl MM KOMOWHAIMS KUCIIOTH JIblonca 1 anku-
JMPYIOIIETO areHTa (HanmpuMep, alKIITaloreHnaa, ClupTa, ojdeduHa U T.11.). B kauecTBe aqbTepHaTUBBI, BMECTO
KUCIOTHI JIbIoMCa MOXKET MCII0JIb30BaThCsl OpraHndecKast KMCI0Ta WIIM HeOpraHUYecKasi KUCII0Ta, @ BMECTO XJIO-
PaHTHAPUIA KHCIOTHI MOXKET MCHOJIB30BAaThCS aHTHIPH], TAKOH KaK YKCYCHBIN aHTUAPH U T.I1.

Korza Ha 11000# cTaguu cuHTE3a MPOBOANTCS PEAKIUS aPOMATHUECKOTO HYKJICO(WIFHOTO 3aMEIICHUs, B
KaueCTBE PEareHTOB MCIOJL3YIOTCS HyKJIeohwmn (HampuMep, aMiH, UMUAA30 U T.J.) U OCHOBaHHUE (HarpuMmep,
OpraHNYeCcKOe OCHOBAaHHUE H T.11.).

Korna Ha nro0o# ctazuy cHHTE3a MPOBOJUTCS PEaKIHs HyKJI€O(MIFHOTO MPUCOSIUHEHHS C UCIIOIb30Ba-
HUEM KapOOaHHWOHa, peakius HykieopmibHoTo 1,4-ipricoeMHeHNs (peakuus MpUCOeTUHEHNsT MUXasJis) ¢ nuc-
MOJIb30BAaHNEM KapOOaHMOHA WM peakiys HyKJICO(MIBHOTO 3aMEIEHHS C HCIOJIb30BaHMEM KapOOaHHMOHA,
NpUMEpHl OCHOBAHUS, MCIOJIB3YEMOTO ISl ITOJydeHUs] KapOOaHHMOHA, BKJIFOYAIOT OPTaHMYECKHUE COCIUHEHHS
JIMTHSL, ATKOKCUIBI METAJIJIOB, HEOPTraHUYECKHE OCHOBAHMUS, OPraHMYECKAE OCHOBAHUS U T.I1.

Korpma Ha mro00# craanu cuHTE3a MPOBOIUTCS peakuus I puHbspa, IpUMepbl peaktuBa [ puHbsApa, KOTO-
PBII MOXKET HCIIOJIB30BATHCS, BKIIIOYAET TAIOTCHUABI apWIMarHus, Takue Kak OpomMuI (eHWIMarHus v T.L.; U
raJoreHu/Ibl aJKHIMArHus, TaKHe KaKk METHIMarHuiopomun u T.11. Peaktus I'puHbsipa MOXeT OBITH HONy4YEeH B
COOTBETCTBHHM C M3BECTHBIM CIIOCOOOM, HalpUMeEP B3aMMOICHCTBHEM alKWIITAJIOTEeHUA WIN apUITaToOTeHUIA C
METAUTMIECKUM MarHueM B 3(Hpe WIN TeTparuapodypaHe B KaYECTBE PACTBOPUTEIIS.

Korna Ha 000§ cTafiuy CHHTE3a IPOBOJUTCS peaKiusl KoHAeHcau KHeBeHarems, B Ka4eCTBE PearcHTOB
UCTIONB3YIOTCS COCIMHEHUE, COJEpIKaIlee aKTUBUPOBAHHYIO METHICHOBYIO TPYIILy C JBYMS 3JIEKTPOHOAKIICH-
TOPHBIMHU TPYIIaMH (HaIpUMEpP, MATOHOBAs KHCIOTA, IUITHIOBBIN 3(pHp MaTOHOBON KHUCIIOTBI, MAIOHOHUTPHI
U T.J.), 1 OCHOBaHME (HalpHuMep, OPraHNIeCKOe OCHOBAaHHE, aIKOKCH/I METaJlla, HEOPTaHNUECKOE OCHOBAHHE).

Korpma Ha 11000# cTagny cuHTE3a MPOBOAUTCS peakuus Bunbcmaiiepa-Xaaka, B KauecTBE pearcHTOB HC-
nonbe3yrorest pochopunxiopua u npousBoaHoe amuaa (Hanpumep, N,N-aumernindopmaMun u T.1.).

Korma Ha nr000# cTaany cuHTE3a MPOBOIUTCS peakuusl asMIUPOBAHMS CIIMPTA, ANKHITAIOTCHUAA I
cynb(hoHaTa, IPUMEPHI pearcHTa a3uJUpPOBaHMs, KOTOPBII MOXKET HCIOJIB30BAThCS, BKIIOUAIOT qudeHmpocdo-
punasun (diphenylphosphorylazide - DPPA), Tpumernincnnmnasua, a3un Hatpus u T.11. Harmpumep, Uit peakiun
a3UIMPOBAaHN CIHPTa MOXKET HPUMEHATHCS CHOCO0 ¢ ucnonb3oBaHueM audenmnpochopunaznga u 1,8-
nmuazabuiukino[5.4.0]yanen-7-ed (DBUY) u crioco6 ¢ UCTIONb30BaHUEM TPUMETHIICHINIA3UAA U KUCIOTHI JIbto-
uca ¥ T.IL

Korma Ha mo60il cTagnm cCHHTE3a MPOBOJUTCS] PEaKIMs BOCCTAHOBHTEIHLHOTO aMUHHPOBAHMUS, IPHMEPEI
BOCCTAHOBHUTEIISI, KOTOPBIN MOXKET MCIOIB30BATHCS, BKIFOUAIOT TPHALIETOKCHOOPOUAPH HATPUsl, THAHOOOPOHI-
puI HaTpHs, BOAOPOJ, MyPaBbHHYIO KUCIOTY U T.I. Koraa cyOcTpat npencTaBiseT coO00l COeIUHEHNE aMUHa,
IpUMeEpHl KapOOHMIBHOTO COSIMHEHUsI, KOTOpOe OYIET MCHONB30BAThHCS, BKIIOYAIOT MapadopManbIerui, aib-
JIETH]IBI, TAKUE KaK alleTallbIeT U U T.I., ¥ KETOHBI, TAKME KaK LUKJIOreKcaHoH u T.1. Korna cybcrpar npencras-
nsieT co0oii KapOOHHUIIBHOE COeIMHEHHE, IIPUMEPHI aMHHA, KOTOPBIH OyJIeT MCIIOIb30BaThCs, BKIIOUAIOT aMMHAK,
NepBUYHBIC AMHMHBI, TAKHE KaK METHJIAMUH U T.I1.; BTOPUYHBIC aMUHBI, TAKHE KaK JUMETHIAMUH U T.II.

Korna nHa nro00# cTaguy cuHTE3a MPOBOANTCA peakiunss MUTCYHOOY, B Ka4eCTBE peareHTra UCIOIb3YI0TCs
azoaukapOokcwiaT (HanpuMmep, andtmiaszogukapookcnnat (DEAD), nunzonpommnaszonukapookcuiat (DIAD) u
T.1.) 1 TpudeHuapochuH.

Korna nHa mo00ii cTaanu CHHTE3a MIPOBOANUTCS PEaKIMs STCPUPUKAINN, PEaKIUs aMUIUPOBAHNS HIH pe-
aKI¥s MOTyYCHHUS MOYEBUHBI, IPUMEPHI PEareHTa, KOTOPhIH MOXET HCIOIb30BATHCS, BKIIOYAIOT aIMIITaJIOTCHHU-
Jbl, TAKHE KaK XJIOPaHTHAPUABI KUCIOT, OPOMAHTUAPHIBI KUCIOT | T.II.; aKTUBUPOBAHHbIE KapOOHOBBIC KUCIIO-
TBI, TAKHAE KaK aHTHIPUABI KHCIOT, aKTHBUPOBAHHBIC CIIOXKHBIE 3(QUPBI, Cyab(aTsl U T.1. IIpuMepbl aKTUBHPYIO-
IIEro areHra KapOOHOBOW KHCIIOTHI BKJIIOYAIOT KapOOIMNMUIHbIE KOHACHCHPYIOIIUE PEareHThl, TAKHE KaK THl-
poxuopun 1-31ui-3-(3-guMerriamuaonpon)kapooquumuga (WSCD) u T.1.; TpuasHHOBBIE KOHJICHCUPYIOIIHE
peareHTbl, Takue Kak H-Tuapar xyopuia 4-(4,6-aumeroxcu-1,3,5-rpuazun-2-mn)-4-metunmopdonuans (DMT-
MM) u T.1.; KapOOHaTHBIE KOHIECHCHPYIOIIME peareHThl, Takue kak 1,l-xkapoonmnauumunazon (CDI), n T.1m;
mudennndocdopunazun (DPPA); conp 6enzoTpuazon-1-nnokcu-TpusauMeruiaamMmutopoconus (BOP pearent);
Homun 2-xnop-1-merunnupuauaus (peareHT MykaiisiMa); XJIOPHCTBIH THOHWII, HU3IINE aJKHIrasoreHpopMua-
TB, TakWe Kak oSTwixiopdpopmuar m T.I.; rekcapropdocpopar O-(7-azabenzorpuazosn-1-ni)-N,N,N',N'-
terpametunyporus (HATU); cepHyr0o KHCIOTY; WX KOMOMHAIIMU U T.1. Korma ucmonb3yroT KapOo HUMHUTHBIA
KOHJCHCUPYIOIIHUK areHT, K PEakIMOHHON CHUCTeMe MOXeT no0aBisaThes |-rumpokcubenzorpuazon (HOBt), N-
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rugpokcucykimanmug (HOSu), mumerunamunonupuana (DMAP) u t.11.
Korna na nmro6oit cragny cuHTE3a IPOBOMTCS PEAKIMS COYETAHMS, MPUMEPHI METANIMYECKOTO KaTaln3aTopa,
KOTOPBI MOKET HCIIOJIb30BAThCS, BKIIIOYAIOT COCIMHEHMS MayUtanus, Takue Kak arerar nammanusa (II), terpa-

kuc(Tpudenmndochun)mammaamit (0), nuxsoponc(TpudeHndocduH)maa i (1D, JTIUXJIOp-
ouc(TpmTrndocdun)mamiamuii(Il), Tpuc(mudeH3uIHeHAIICTOH ) mumasniaauii(0), JTIIXJIOPU]T [L,1'-
ouc(mudenmipochuno)pepporieH|namamusi(ll) w  T.L;  COCOTUHEHWS  HHUKENs, TakWe  Kak  TeTpa-

kuc(tpudermndochun)aukens(0) U T.IL.; COETUHEHUS POAWS, Takue Kak xjopua Tpuc(tpudenmindochun)pomus(Ill)
U T.IL.; COCMHEHUS KOOAJIbTa; COSANHEHIS MEH, TaKHe KaKk OKcrua Menu, Hoaua Menu(l) i T.11.; cOeAMHEHMs TUIaTH-
HBI ¥ T.1. KpoMe Toro, B peakIMoHHYIO CHCTEMY MOXKET JJOOABIISITHCS OCHOBAaHHUE, M €r0 PUMEpPHI BKIIIOYAIOT HEOp-
TraHWYECKUE OCHOBaHMS U T.11.

Korna Ha mr000i#1 cTamuu CHHTE3a MPOBOJAMUTCS PEAKIMS THOKAPOOHWIMPOBAHUS, B KAUYSCTBE THOKApOOHH-
JMPYIOIIETO peareHTa 0OBIYHO MCHONB3YETCs IeHTacyabdu dpochopa. AlbTepHATHBHO, BMECTO TIEHTACYIb(H-
na ¢ochopa MOXKET HCIIONB30BATHCA pEareHT, colepkamuii cTpykrypy 1,3,2,4-murnamudocderan-2,4-
mucynbduna (Hampumep, 2,4-6uc-(4-metoxcudenun)-1,3,2,4-murnaandocderan-2,4-nucynspun (pearenr Jla-
BECCOHA) U T.II.).

Korma na mo0oil cTaguy CHHTE3a TPOBOAMTCS peakius Bouss-Llurnepa, mpuMepsl TaloreHUPYIOMETO
areHra, KOTOPBIM MOXET HUCIOJb30BaThCs, BKIOYAlOT N-HoncykmuHumua, N-Opomcyknumammun (NBS), N-
xynopcykuuaMu (NCS), 6poM, CyIbQypHITXIIOPHI U T.11.

Kpowme Toro, peakius MOXeT OBITh YyCKOpEHa IOCPEICTBOM BO3/ICHCTBHS HAa PEAKIIMOHHYIO CHCTEMY PaIu-
KaJbHOTO MHHUIATOpa, TAKOTO KaK TETUIO, CBET, IEPOKCcH OeH30mIIa, a300MCH300y THPOHUTPHII | T.1I.

Korma Ha mo0o#i cTaguy CHHTE3a MPOBOAUTCS PEAKIHS TaJIOTCHUPOBAHUS THIPOKCHIILHON TPYIITBI, TPU-
MepHI TAIOTeHUPYIOMIETO areHTa, KOTOPHIH MOXET UCIIOIb30BaThCsl, BKIIIOYAIOT raJIOTCHBOIOPOAHBIC KUCIOTHI U
TaJIOTCHAHTHIPUIBI HCOPTaHMYECKUX KHUCIOT, B YACTHOCTHU JJIsl XJIOPUPOBAHUS - COJITHYIO KUCIIOTY, THOHUIIXJIO-
pun, okcuxmnopun ¢ocopa u T.I1., U1 OpomMuposanust - 48% OGPOMHCTOBOJOPOAHYIO KHCIOTY | T.1I. Kpome To-
T0, MOXKET HMCIOJIb30BATHCS CIIOCOO TOJTyYEHNUS aJIKWIITAIOTEHHIa B3aNMOJICHCTBHEM CITUpTa ¢ TpudeHwipoc-
(hMHOM W YEeTHIPEXXJIOPUCTHIM YIIIEPOJOM MM YETHIPEXOPOMHUCTHIM YTIIEPOAOM MK T.II. B KauecTBe ampTepHa-
THUBBI MOXKET MCIIOJIB30BaThCS CIIOCO0 MOIYYEHHUS AJIKHITAJIOTeHU/Ia B IBE CTaINH, BKIFOYAIOIINNA IIpEeBpaIleHIe
CIHPTa B COOTBETCTBYIOIIMHA CyTb(OHAT M 3aTEM B3aMMOJEHCTBHE Cylb(oHAaTa ¢ OPOMHUIOM JIUTHS, XIOPHIOM
JUTHS WK HOAUIOM HATPHSL.

Korma Ha mo0oii cTaguy CHHTE3a MPOBOIUTCA peakuus ApOy3oBa, IPUMEpPHI peareHTOB, KOTOPBIE MOTYT
WCIIOJIb30BAThCSI, BKIIIOYAIOT aJIKWITAIOTEHU/IBI, TAKHE KaK dTHIOpOMAIeTaT u T.11.; U (OoCcUTHI, TaKue KaK TPH-
stundocdut, Tpu(nzonponui)pochur u T.IL.

Korma Ha mo0oit craguu cuHTE3a MPOBOAUTCS PEaKIus CYIb(QOHATHON dTEpUBUKAIIH, TPUMEPHI CYITb(HO-
HUPYIOIIETO  areHTa, KOTOPBIA MOXET WCIIOJNB30BAThCS, BKIIOYAKOT  MCETAHCYIb(OHWIXIOPUI, II-
TOIYOJICYITB(POHWIXIOPU, METAHCYIb()OHOBEIA aHTUIAPU, T-TOIYOJICYTH(POHOBBIN AHTHIIPHUT H T.II.

Korpma Ha mo60if cragmy cuHTe3a MPOBOAMTCS PEaKLUs THAPOJIN3A, B KAUECTBE pearcHTa HCIOJIb3yeTcs
KUCIIOTa WJIM OCHOBAaHHWE. B peakiuy KMCIOTHOTO THIPOJIHN3a CI0KHOTO TPeT-0yTHIIOBOTO 3(hupa AJIsl BOCCTAHO-
BUTEIIFHOT'O 3aXBaTa TPET-OyTHIIOBOTO KaTHOHA, KOTOPHIH SIBIISETCS MOOOYHBIM IPOIYKTOM, MOXKET T00aBIATHCS
MypaBbHHAS KACIOTA, TPUITWICHIAH U T.I1.

Korpa na mio0oii cTamum CHHTE3a MPOBOIUTCA PEAKIHA IETUAPATAIIAN, TPUMEPHI IETHAPATHPYIOMIETO
areHTa, KOTOPBIl MOXKET HMCIIOJIB30BaThCS, BKIIIOUAIOT CEPHYIO KHCIIOTY, MeHTaoKcu A nudochopa, OKCUXIOPHT
dhocdopa, N,N'-TUITHKIOTeKCHIKAPOOTUUMU, OKCHJI ATFOMUHUS, TTOTUPOCHOPHYIO KUCIOTY H T.II.

Coenunenue (7), NCIOJIB3yEMOE B MPEICTAaBICHHON HIDKE PEaKIIMOHHOM cXeMe 3, MOXKET OBITh HOyYEeHO B
COOTBETCTBHH CO CIIOCOOOM, TIOKa3aHHBIM Ha IPEICTABICHHON HIKE peakIMOHHON cxeme 1. B HacTosmem onu-
CaHUH, KOTJa UCIOoNb3yeTcs cuMBOa "M", OH 03HayaeT rajJloTeHU ] MarHus Wi IEJI0OYHOW MeTalll, TAaKOW Kak
JUTHAHN ¥ T.IL., @ JPYTUC CUMBOIIBI UMCIOT 3HAYCHUS, YKA3aHHBIC BBIIIIC.
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Peaknmonnas cxema 1.
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Coennnenre (3) MOXXeT OBITh MOJTYYEHO B3aMMOJICHCTBHEM COEAMHEHHs (2) C METAIOOPTaHUYECKUM pea-
TEHTOM B COOTBETCTBHH C peakieil HykIeo(WILHOro mpucoeanHeHus. [IpuMepsl MeTaaioopraHudeckoro pea-
TEeHTa, KOTOPBII MOKET HCIIONB30BAThCS, BKIFOYAIOT OPraHMYECKUE TaJIOTeHU Il MarHusl, OpraHuuecKre CoenHe-
HUS JTATHA U T.1.. MeTaI00praHnIecKUil peareHT MO>KeT OBITh IOYYeH B COOTBETCTBHH C M3BECTHBIM CIIOCOOOM.

CoemmHenne (4) MOXKeT OBITh IIOTYYEHO, HATIPUMEp, OKHUCICHHeM coeanuenns (3), rae R mpencrasmser
co0oit aToM BoOpoAa.

Coenunenne (5), rae R’ mpeacrasisier co6oii aToM BOIOPOa, MOKET OBITh MOTYYEHO, HAIPUMEP, BOCCTa-
HOBJICHHEM coenuHeHus (3).

Coemunenne (5), Tae R’ npencrasisier co60it C,_ AIKOKCHTPYIITY, MOXKET OBITH TOTyICHO, HATPUMED, Pe-
aKIuell HyKJIeo(HIHLHOTO 3aMelleHuss coenHeHust (3) amekTpoduiioM B NPHUCYTCTBUM OCHOBaHUS. [IpuMeps
anekTpoduia, KOTOPEIH MOXKET HMCIOJB30BATHCS, BKIIOYAIOT AKWITAIOTCHUABI W T.I. [IpuMepsl ocHOBaHMS,
KOTOpPOE MOJKET MCIIOIb30BaThCsl, BKIIOYAIOT THAPH/IBI IEJTOYHBIX METAJJIOB H T.II.

Coenuuenne (5), rae R* u R’ 06a npenctapisior co6oit aToMbl hTOpa, MOTYT GbITh TIOJTyUEHbI, HAIPHMED,
¢ropupoBanuem coenunenus (4). [Ipumepsl peareHTOB, KOTOPBIE MOTYT HMCIOJIB30BAThHCS, BKIIIOYAIOT (QTOPHU-
pyIOIe areHThl, Takue Kak TpudTopua audtmwiaMmuaocepsl (DAST), tpudTopua 6mc(2-MEeTOKCUITHIT aMHUHOCE-
pet (BAST), 1,1,2,2-terpadtopaTinn-N,N-qumetunamut (TFEDMA) u 1.11.

Coenunenne (7) MOXKeT OBITh IMONYYCHO peakinuel codeTanus coenuueHus (5) u coenunenus (6). Coenn-
HeHue (6) MOXeT OBITh KOMMEPUYECKH IOCTYITHBIM WJIM MOXET OBITh IOJIYYeHO B COOTBETCTBHH C M3BECTHBIM
CHoco0OM WIIM aHAJOTHYHO.

Coenunenne (7) Takke MOXET OBITh MONTYYSHO U3 coeAMHEHHS (8) B COOTBETCTBHH CO CITOCOOOM, ITOKa-
3aHHBIM Ha TPEJCTABICHHOM HIDKE peakunoHHOH cxeme 2. CumBon "Hal", korna mcmonb3yercs B HacTOSIIEM
OIHCAHMH, O3HAYACT aTOM TanoreHa, cuMBoisl "LG'" i "LG™ He3aBHCHMO 03HAYaKOT yAaIsSeMyio TPYIIy, a
JpyrHe CUMBOJIBI TPUHUMAIOT 3HAYEHHS, ONIPE/ICIICHHBIE BHILIIC.

Peaknmonnas cxema 2.
OF

(10}
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pumeps! "yramsiemoii rpymmbt”, npeacrapnenroit LG' mwim LG, BKIIOYAIOT aTOMbI TAIOTEHOB, HEOOs3a-
TeNbHO TayioreHupoBaHHble C| aNKUICYIb(OOHUIOKCUTPYIIBI (HAIPUMEP, METaHCYJb()OHUIOKCH, STAHCYIIb-
(dhonmokcH, TpUPTOpMETaHCYITbPOHUIOKCH), Cg_14 APUICYTHGOHMIOKCUTPYIIINHI, HEOOS3aTEILHO 3aMeleHHBIE
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C\.¢ ankmiioM (HanpuMep, OeH30IICYIb()OHUIOKCH, TOIYOJICYIB(OHMIOKCH) U T.II.

Coenunenue (8) MOXeT OBITh KOMMEPUYECKH JOCTYITHBIM MIIM MOXKET OBITH MOJTYYE€HO B COOTBETCTBUU C U3-
BECTHBIM CIIOCOOOM MJIM aHAJIOTHYHO.

Coenunenwre (11) MoxkeT OBITH MONYYCHO B3aUMOJIeHCTBUEM coeauHeHus (9) ¢ coenunenuem (10) B coot-
BETCTBUHU C peakiueil HykiaeodumbHoro 3amemeHus. [Ipumepsl coequaenus (10), KoTOpoe MOMXKET HCIOJIB30-
BaThCS, BKIIOYAIOT LUKJINYECKUE aMUHBI (HapuMep, MUPPOIUINH, TUIIEPUANH), THpa3on u T.1. Kpome Toro, B
PEaKIHOHHYIO CHCTEMY MOJKET OBITh 100aBJICHO OCHOBaHHUE. [IprMepsl OCHOBAHUH BKIIIOYAIOT HEOPTAaHHIECKHE
OCHOBaHHSI, OPTaHNYECKHE OCHOBAHUS, THAPH/IBI IETOYHBIX METAJIOB U T.IL

Coenunenue (14) MoxeT ObITH MOTydeHO B3amMojeiicTBieM coenunenus (12) ¢ coenunenuem (13) B co-
OTBETCTBHHM C peakiiel CcysbhaHnIaMUIIPOBAHNs B MPUCYTCTBUE OCHOBaHUS. [IprMepbl OCHOBaHHMS, KOTOPOE
MOXET HCIIOIb30BaThCs, BKJIIOYAIOT Oprannieckue ocHoBanus u T.11. Coenunenne (13) MoxeT ObITH KOMMepUe-
CKH JIOCTYITHBIM MJIM MOXKET OBITh MOJYYEHO B COOTBETCTBUH C U3BECTHBIM CIIOCOOOM.

Coenunenue (7) MOXXET OBITH MOIYYEHO B3aMMOIEHCTBHEM coeanHeHus (14) B COOTBECTBUM C peakuuer
HYKJI€O(HIBHOTO 3aMEIIEHUs ¢ 3JIEKTPO(GIIOM B MPHUCYTCTBUU OCHOBaHUs. [Ipumepsl aiekTpoduia, KOTOPHIHA
MOXET HCIIOJIb30BaThCsl, BKIIOYAIOT AJKUITaJIOTeHUABI U T.1. IIprMephl OCHOBaHUS, KOTOPOE MOXKET HCIOIb30-
BaTbhCsl, BKIFOUAIOT THAPH/IBI IIEJIOYHBIX METAJUIOB U T.II.

B mpencraBieHHOM BbIIIE CIIOCOOE MOTYUCHUS, KOT/Ia HCXOJHOE COEIMHEHUE COACPKUT aMHUHOTPYIIITY, Kap-
OOKCHIIBHYIO TPYIITY, THAPOKCUIBHYIO TPYIITY, KApOOHMIBHYIO TPYIILY WIX MEPKaNTOTPYIILy B KadyeCTBE 3aMec-
THTEIS], B 3TU TPYIIIBI MOKET BBOAWUTHCS 3ALIMTHAS IPYIA, OOBIYHO HCIOJIb3yeMasi B XMMHHU IENTHUAOB, U MPU
HE00XOJMMOCTH LIETIEBOE COSANHEHHIE MOXKET OBITh NMOTYUCHO yAaleHUEM 3alIUTHON TPYIIIBI OCIIE PEaKIIUH.

CoequHEHHE 10 HACTOSIIEMY M300PETEHHIO MOKET OBITh BBIZIETICHO M OYHIIECHO M3BECTHBIMH CIIOCO0aMH,
HarpuMep, SKCTPaKIMEH pacTBOPHUTENSIMH, JKUIKOCTHBIM ITpEBpalleHreM, (pa3oBbIM Mepexo oM, KpUcTauIn3a-
MeH, MepeKpucTaIIN3aIel, XpoMaTorpadue u T.11.

CoequHEHHE TIO0 HACTOSIIEMY M300pPETCHHIO MOXET BBOJIUTHCS MIICKOITUTAIOIINM (HAIpHMEp, YEJIOBEKY,
MBI, KpBICE, KPOJIMKY, cobake, KOIIKe, KOPOBE, JIOLIAH, CBUHBE, 00€3bsHe) caMo 1o cebe win B popme dap-
MAaNeBTHIECKOW KOMITO3UINS (TakKe Ha3pIBAEMOM JIEKAPCTBEHHBIM IIPENapaToM) MpH CMEIINBAaHUU C (hapMaKo-
JOTUYECKH MPUEMIIEMBIM HOCUTEIEM M T.J. B Ka4eCTBE CPEICTBA JUIA MPOMIIAKTHKH HIIH JICUEHHS Pa3IMIHBIX
3a00/IeBaHNH, yKa3aHHBIX HHUXKE.

B kauecTBe (hapMaKOIOrHYECKN MPUEMIIEMBIX HOCHTENICH MOTYT HCIIOJIB30BAaThCSA Pa3IUYHBIC OpraHude-
CKHE WM HEOPraHWYECKHE MaTepHajbl HOCUTENEH, OOBIYHO HCIIOIb3YEMbIC B KAUECTBE MAaTEPHANIOB IS MOy~
yeHus! mpenapaToB. OHU BBOISTCS B KaU€CTBE HKCIUIMEHTA, CMa3bIBAIOIIETO BELIECTBA, CBSI3YIOIIETO BEIIECTBA
U JIC3UHTETpUPYIOIIEH 100aBKH Il TBEPABIX IPENapaToB; WM B KAUECTBE PACTBOPUTENS, COTIOOMIN3HPYIOLIe-
TO areHra, CyCIICHAUPYIOLIETO BEIIECTBA, M30TOHHUYECKOH m00aBKkH, Oydepa M CMATYaromero cpeacTsa st
JKUJKUX MPEnaparos; U T.IL.; U IPU HEOOXOANMOCTH B IIpenapaT MOTYT JOOaBJIATh Takue J0OAaBKU, KaK KOHCEp-
BAaHT, aHTHOKCHUIAHT, KPaCHTEINb, ITOJCIACTUTENb U T.II.

[IpeamnoyrnTensHBIe MPUMEPHI SKCIUIUEHTa BKJIIOYAIOT JIAKTO3Y, caxaposy, D-manuut, D-copbuT, kpax-
MaJl, XKeJIaTUHUPOBAHHBIN Kpaxmall, JeKCTPUH, KPUCTAJUINYECKYIO LEIII0N03y, HU3KO3aMEIIEHHYI0 THAPOKCH-
MPONIIIIEIUTIONO03Y, HATPHUEBYIO COJIb KAPOOKCHMETUIILIEIUTION03bI, TYMMHUApaOHK, ITyJUTyIaH, JerKyto 0e3BoHas
KPEMHHEBYIO KUCIIOTY, CHHTETHYECKHH CHIIMKAT aJIFOMUHUS U allFOMOMETACHUIINKAT MarHus.

[TpeamoyrnTenbHBIE MPUMEPHI CMa3bIBAIOIINX BEIIECTB BKIIIOYAIOT CTE€apaT MAarHus, creapaT KajbIus,
TaJIbK ¥ KOJUIOWIHBIA TUOKCHU KPEMHHS.

[TpeamnoyruTenbHBIE TPHUMEPHI CBA3YIOLIETO BEIIECTBA BKIIOYAIOT JKEIATHHUPOBAHHBIM KpaxMal, caxapo-
3y, XeJaTHH, TyMMHapaOHK, METHIIEIUTION03y, KapOOKCHMETHIILCIUTION03Y, HATPUEBYIO COJIb KapOOKCHMETHII-
LEILTI0NIO3b], KPUCTATITMUECKYIO LEJII0NI03Y, caxapo3y, D-MaHHUT, Tperano3y, NeKCTpUH, MyJUTylIaH, THAPOKCH-
MPONUIILIEIUTION03Y, THAPOKCUTPOIUIMETUILEIION03Y U NOIUBUHUINUPPOIUIOH.

IIpeanodruTensHble NPUMEPHl A€3UHTETPUPYIOLIETO BEIIECTBA BKJIIOYAIOT JAKTO3y, caxapo3y, Kpaxmal,
KapOOKCHMETHIILEILTION03Y, KaJbIUEBYIO COJIb KapOOKCHMETHIILIEIUIIONO3bI, KPOCKApMEIUI03y HaTpHsl, KapOok-
CHMETHJIKpaxmall HaTpus, JIETKYI0 0€3BOIHYI0 KPEMHHEBYIO KHCIIOTY M HH3KO3aMEIIEHHYIO TMIPOKCHUIIPOIIHII-
LEIUTIONO03Y.

[IpenmodrruTenpHBIE TPUMEPHI PACTBOPUTENS BKIIFOYAIOT BOAY U MHBEKIWH, GU3HOIOTHIECKUN COJIEBOM
pacTBOp, pacTBop PuHrepa, crupT, HpONMWICHINIMKOIb, HMOIU3TWICHININKOIb, KyHXKYTHOE Macjio, KyKypy3HOoe
Macjo, OJTMBKOBOE MAaCJIO U XJIOTIKOBOE MacJIo.

[TpeamnoyTnTensHbIE MPUMEPHI CONOOMIN3UPYIOMMX A00AaBOK BKIIOYAIOT MOJHSTHIICHITIMKONb, MPOIH-
JICHTTINKONb, D-MaHHUT, Tperano3y, OEH3WIOEH30aT, 3TaHOJ, TPHCAMHHOMETAH, XOJIECTEPUH, TPUITAaHOJIAMMUH,
KapOOHAT HATPUs, HUTPAT HATPUSL, CAJUIMIAT HATPUS U alleTaT HaTpHsl.

[IpeanodruTensHble NPUMEPHI CYCIIEHAUPYIOMMUX ar€HTOB BKIIOUAIOT IOBEPXHOCTHO-aKTHUBHBIE BEIECTBA,
TaKhe Kak CTeapuITPUITAHOJIAMUH, JIaypwicyiabdaT HaTpus, JaypHUIaMHHONPOIINOHAT, JICLUTHH, XJIOpHUA OCH-
3aJIKOHMSA, XJOpUA OCH3ETOHMS, TIMLEPUHMOHOCTEApaT M T.IL.; TMAPO(WIBHBIE IMOJMMEpPbI, TaKHe Kak Mo-
JM(BUHUIIOBBIA CITUPT), TIOJIMBUHWIITUPPOIIUIIOH, HATPHEBYIO COJIb KapOOKCHMETHIILEILIION03Y, METHIILEIIIIONO-
3y, THAPOKCHMETWIILIEIUTION03Y, THAPOKCHITHIILEIUIIONIO3Y, THAPOKCHIPOITMIIIEIUTIONO03Y U T.I1., TIOJINCOPOATHI; U
MOJMOKCUATUIICHT UIPOT€HU3UPOBAHHOE KACTOPOBOE MACIIO.

[TpeanoyrnTensHBIE TPUMEPHI H30TOHUYECKON 100aBKH BKJIIOYAIOT XJIOPUA HATPHS, TIIUIEPHH, D-MaHHHT,
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D-copOut u rimoko3sy.

[peanoyrnTensHble TpuMepsl Oy(depoB BKIOYAIOT (ochaTHBIN, aneTaTHBIN, KapOOHATHBIN, [TUTPATHBIA
Oydeps u T.11.

ITpeanoyruTenspHBIE TPHUMEPBI CMSTYAIOIIETO CPEACTBA BKIIOYAIOT OCH3MIIOBBIN CITUPT.

[TpeamnoyrnTenspHbIe MPUMEPHI KOHCEPBAHTa BKIIOYAIOT CIIOKHBIE IT-OKCHOEH30aTHBIE 3(GHpPHI, XI0pOyTa-
HOJI, OCH3MIIOBBIN CITUPT, (PEHITUIOBBIN CIHUPT, NETUAPOYKCYCHYIO KUCIOTY U COPOMHOBYIO KHCIIOTY.

[TpeanoyrnTenbHBIE TPUMEPHI AaHTHOKCHAAHTOB BKIIFOUAIOT CY/Ib(UTHBIE COJIM U aCKOPOATHBIE COMH.

[pennouTuTenbHBIE IPUMEPBI KPACUTENS BKIIIOYAIOT BOJHBIC MUILEBbIE AHUIIMHOBBIE KPACUTENHN (HalpuMep,
TaKye MUILEBbIE KPACUTENH, KaK KpacHBbI nuiieBoi kpacutenb NeNe 2 u 3, sxentslil numeBoi kpacurens NeNe 4 i
5, romy6oit numeBoi kpacutenb NeNe 1 1 2 1 T.11. IMIIEBBIE KPACUTEIH), HEPACTBOPUMBIE B BOJIC IIPOTPaBHEIE Ja-
K00Opasyromye KpacuTenu (HaupuMep, allOMUHHEBAasl COJIb YKA3aHHOT'O BBIIIE BOJHOTO MUILEBOTO aHMIMHOBOTO
KpacuTes), HaTypajbHbIe KpacHTeNH (Harpumep, B-KapoTHH, XJIOPOGHILI, KPACHBIH OKCHI JKele3a) | T.11.

[MpeanoyrnTensHBIE TPUMEPHI MTOJCIACTUTEINS BKIIOYAIOT CAXapHH HATPUs, TIIMIUPPU3MHAT KaJus JIBOU-
HOMH, acriapTaM U CTEBHIO.

[Tpumeps! ekapcTBEHHOI (OPMBI BEIIICYTOMSHYTON (hapManeBTHIECKOW KOMITO3UIIMH BKITIOYAIOT Ipera-
patsl Ul IEPOPAIBHOTO BBEICHMS, TaKHE KaK TaONETKH (BKJIIOYasi TaOJIETKU C CaXapHBIM MOKPBITHEM, TabieT-
KH, TIOKPBITHIE 000JIOUKON, CyOIMHTBabHBIE TaOJSTKH, TAOJIETKH ISl paccachlBaHUsI, TAOJIETKHU ISl pacTBOpE-
HUA B IEYHOM KapMaHe), KalcCyJbl (BKIIOYast MATKHE KaIlCYIbl, MUKPOKAIICYJIbI), IO, TPAaHyJIbl, HOPOIIKH,
MACTHIIKH, CUPOIIBL, KHIKKOCTH, SMYJIbCHH, CYCIIEH3MH, a9PO30JIH, INICHKH (HAaIlpUMep, TUICHKU I paccachiBa-
HUS, aJIT€3UBHBIC IUICHKHU JUIS CIU3UCTONW OOOJIOUKH IOJIOCTH PTa) U T.IL.; U MpEnapaTsl Il MapeHTEPaIbHOTO
BBE/ICHHS, TAKOTO KaK WHBEKIMK (HAIIPUMEp, TIOAKOKHAs MHBEKIUS, BHYyTPUBEHHAS! HHBEKIVS, BHYTPUMBIIICY-
Has MHBEKIUS, BHYTPHOPIOMINHHAS WHBEKIWS, KaleJbHOW MH(Y3Us), Mpenaparsl Uil MECTHOTO NPUMEHEHHS
(HanpuMep, TpaHCAEpPMAaIbHBIN IpenapaT a0copOIMOHHOTO TUIIA, Ma3b, JIOCHOH, aJIT'€3UBHBIH IIpenapar), CyImno-
3UTOpHHU (HAapUMEp, PEKTAIBHBIE CYNIIO3UTOPHHM, BarMHaJbHBIC CYINIO3UTOPHM), TPAaHYJIbl, MHTpaHa3aIbHbIC
Ipenaparsl, JISTOYHBIE TpenapaThl (JIekapcTBeHHas (JopMa IJIsl MHTAJSIIUK), Ta3HbIe Katun U T.11. CoeinHeHue
M JIEKapCTBEHHBIN TIpernapaT 1Mo HAaCTOSIIEMY H300pPETEHHIO MOXET COOTBETCTBEHHO O€30I11acHO BBOJMTHCS ITe-
POpabHO WM TapeHTepajbHO (HAarpuMep, PeKTalbHO, BHYTPUBEHHO, BHYTPHAPTEPHAILHO, BHYTPUMBIIICYHO,
MOAKOXKHO, BHYTPHOPTaHHO, HAa3aJIbHO, BHYTPHUKOKHO, HHCTHIUIALMEH, HHTpauepeOpaabHO, HHTPaBarnHaIbHO,
BHYTPHOPIOLINHHO, BHYTPUOITYXOJIEBBIM BBEJCHUEM, BBEJCHUEM BOJIM3H OITyXOJIM U BBEICHUEM B PaHY).

OTH mpenapaThl MOTYT NPEACTABIATh COOOH NpemapaTbl ¢ KOHTPOIMPYEMBIM BBICBOOOXKAECHHEM JEHCT-
BYIOIIETO BelecTBa (HAIPUMEpP, MUKPOKAICYJIbI C 3aMEJICHHBIM BBICBOOOXKICHUEM NEHCTBYIOIIETO BEILIECTBA),
TaKHe Kak Mpenaparsl ¢ HEMEAJICHHBIM BBICBOOOXKICHUEM, TPENapaThl C MOCTETICHHBIM BBICBOOOKACHHEM JEH-
CTBYIOIIETO BEIIECTBA U T.II.

dapmarneBTHUECKass KOMIIO3UIHMS MOXKET OBITH MOJIy4eHa B COOTBETCTBHUHU CO CIIOCOOOM, OOBIYHO MCIIOJb-
3yeMbIM B 00JIaCTH MPOM3BOACTBA (hapMalleBTHYECKHUX NPEnaparoB, HaIpUMep CIIocoOOM, OMMCaHHBIM B Japa-
nese Pharmacopoeia u T.11.

XoTs cofep)kaHUe COSAMHEHMS 110 HACTOSIMIEMY M300peTEeHHIO B (hapMaleBTHIECKOH KOMIIO3UIIMY 0 Ha-
CTOSIIIIEMY M300pPETEHHIO U3MEHSETCS B 3aBUCUMOCTH OT JICKAPCTBEHHOW (DOPMBI, 103BI COSANHEHUSI TI0 HACTOS-
[IeMy H300PETEeHHIO | T.II., OHO COCTaBIISIET, Hanpumep, npumepHo ot 0,1 o 100% mo macce.

ITpn nomyueHnn npenapara Al IEPOPATHLHOTO BBEICHUS Ha MpenapaT MOXKET HAHOCUTHCS TIOKPBITHE, KO-
T7la 3TO He0OXOIMMO ISl MAaCKHPOBKH BKYCa, SHTEPAIbHOI PaCTBOPUMOCTH HIIH JJIS1 YCTOHIHBOCTH.

ITpumMeps! OCHOBaHMS MOKPBITHS, UCHOJIB3YEMOTO JUIl HAHECCHHS MOKPBITHS, BKIIOYAIOT OCHOBAaHHE caxap-
HOTO TIOKPBITHS, BOJOPAaCTBOPUMOE OCHOBAHUE IIEHOYHOTO IOKPBITHS, OCHOBAHHUE IUISI SHTEPOCOTIOOMIBHOTO
TUICHOYHOTO MOKPBITUSI M OCHOBAHHE JUTS TOKPBITHUSI C MTOCTEIIEHHBIM BEICBOOOXKICHUEM AEHCTBYIOMIETO BEIECTRA.

B kauecTBe OCHOBBI CaXxapHOTO MOKPBITHS MCIIOIB3YETCSl caXxapo3a M JOMOJHUTEIbHO B KOMOWHAILIMH MO-
JKET MCIOJIb30BAaThCS OJUH WIIM HECKOJIBKO BUIOB TaJIbKa, & TAK)KE OCAXKIACHHBIH KapOOHAT KaJbLUs, KEIaTHH,
ryMMHapabuK, IMyJuTyaH, KapHayOCKHHA BOCK H T.II.

[Tpumeps! OCHOBBI BOIOPACTBOPHMOTO IUIEHOYHOTO MOKPHITHS BKJIIOYAIOT LEJUTIOJIO3HBIC MOJUMEpHI, Ta-
KH€ KaK THIPOKCHIPOINIIIEIUII0N03a, THAPOKCUIIPONIIMETHIIIEIUTION03a, THAPOKCHITHIIIEIITION03a, METHII-
THAPOKCHATHIILIEIUTION03a U T.IL.; CHHTETHUECKHE ITOJUMEpHI, Takue Kak conoimMmep E monmuBuHMIanerans, au-
JTWIIAMHHOAaINeTaTta u amuHoankuMerakpmiara E (Eudragit E (ToproBoe Ha3zBaHuWe)), MOTHMBUHITTHPPOIAIOH U
T.IL.; ¥ TIOJINCAXaPHbI, TAKHE KaK IyJUTyJIaH U T.IL

ITpumeps! OCHOBBI I YHTEPOCOTIOOMIBLHOTO TNIEHOYHOTO TMOKPBITHS BKIIOYAIOT LIEJITIONO3HBIE TTOTUMeE-
PBI, Takue Kak (TamaT TUAPOKCHIPONMIMETHIINEIIIION03b], alleTaT-CyKIMHAT THAPOKCHIIPOIHIMETHIILEIIION0-
31, KAPOOKCHMETIIIITHIILIEIIIION03a, alleTaT-(TanaT He/UIF0I03b! U T.11.; MOJHMMEPbl aKPHIIOBOM KHCIIOTHI, TAKHE
Kak cononuMmep MmerakpuiioBoit kuciotel L (Eudragit L (ToproBoe HazBaHme)), CONOJIMMEDP METaKpHIOBOW KH-
ciotel LD (Eudragit L-30D-55 (ToproBoe Ha3zBanue)), cononmmep MetakpuinoBoii kuciaotsl S (Eudragit S (top-
rOBOE Ha3BaHKE)) U T.II.; a TAK)KE MIPUPOJIHBIE BEIIECTBA, TAKHE KaK MIEeJUIaK U T.II.

[Tpumeps! OCHOBBI IJIEHOYHOTO IOKPBITHS C TOCTENIEHHBIM BBICBOOOXKIEHHEM IEHCTBYIOIIETO BEIIECTBA
BKJIIOYAOT MOJIMMEPHI EJIIFOJI03b], TAKHE KaK ATHIILEIUII0N03a U T.I1.; M IIOJUMEPHI aKpHIJIOBOH KHCIIOTBI, TaKUE
Kak corosmMep amuHoankuiMerakpuiara RS (Eudragit RS (ToproBoe HazBaHue)), cyclieH3Hs STHIAKpUIIATa U
MetmMerakpuiara (Eudragit NE (ToproBoe HazBaHWe)) U T.1.
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JIBa nnm GoJiee BUJOB yKa3aHHBIX BBIIIE OCHOB MOKPHITHH MOTYT HCIIOJIB30BATHCS B CMECH B IOJIXOISIIEM
cootHomreHny. Kpome Toro, B nporiecce HaHeceHHs MOKPBITHS MOTYT HCIIOJIB30BaThCs, HAIIPUMED, JIETKUE IKpa-
HHUPYIOIINE T00aBKH, TAKWE KaK OKCHI TUTaHa, KPaCHBIN OKCH Kele3a | T.11.

[TockonbKy COEMHEHHUE TI0 HACTOSIIEMY N300pETEHUIO POSIBIISIET HU3KYIO TOKCHYHOCTH (HalpuMmep, Hi3-
KYIO OCTPYIO TOKCHYHOCTB, HU3KYIO XPOHHUECKYIO TOKCHIHOCTh, HU3KYIO TeHETHUECKYI0 TOKCHIHOCTh, HU3KYIO
PENPOIYKTUBHYIO TOKCHIHOCTD, HU3KYIO KapIHOTOKCHIHOCTh, HU3KYIO KaHIIEPOTEHHOCTH) U Ooiiee ciaadbie 1mo-
O6ouHBIe 3((HEKTHI, OHO MOXET HCIIOJIB30BAaThCA B Ka4eCTBE MPO(GHUIAKTHISCKOTO MU TEPANeBTHIECKOTO CPEI-
CTBa WJIM U AWATHOCTHUKH PA3IHYHBIX 3a00JIeBaHUI y MIIEKONHUTAIOMMNX (HAIIPHMEp, Y YeOBeKa, KPYITHOTO
poraroro cKoTa, JIOIIaan, COOaKH, KOIIKH, 00€3bsSHBI, MBIIIN, KPBICHI).

CoequHEHHE 110 HACTOSIIEMY M300pEeTEeHHI0 00J1aiaeT MPEBOCXOIHON aKTUBHOCTBIO aroHKCTa peLenTopa
OpEKCHHA 2 THUIA U MOXET JICYUTh PA3IMYHbIE HEBPOJOTHYECKUE U TICHXHATPHUYECKUE 3a00JICBaHuUs, CBSI3aHHbIC
C pelenTopoM OpeKcHHa 2 THIIa, WM MPEAOTBpAIIaTh 3TH 3a001eBaHMs WM CHIKATh UX PUCK. B wacTHOCTH,
COEIMHEHHE 110 HACTOAIIEMY M300pPETCHUIO MOXET IIPUMEHSATHCS B KQUeCTBE CPEACTBA Al NPODUIAKTHKH HIIH
JICYCHUS HApKOJICTICHH.

Xo0T4 1032 COCTUHEHUS 10 HACTOSIIEMY H300PETCHHIO U3MEHIETCS B 3aBUCUMOCTH OT CyOBEKTa, KOTOpPO-
My OHa BBOJAHWTCS, CIIoco0a BBEACHUS, IIENIEBOTO 3a00JIeBaHIsL, CHMITOMA U T.II., KOTJIa COEAMHEHUE TI0 HACTOS-
meMy H300peTeHUI0 BBOIUTCS, HANPHMEP MEPOPATbHO WM MapeHTepabHO, B3POCIOMY HalMEHTY, €ro /103a
cocTaBisieT, Hanpumep, npuMepHo oT 0,01 mo 100 mr/kr Macchel Tena Ha A03y, npeamodTturensHo ot 0,1 1o
50 Mr/kr Maccel Tena Ha 103y, 6osee mpearnouTuTeabHo oT 0,5 10 20 MI/Kr Macchl Tela Ha 103y. ITO KOJIUIECT-
BO JKEJIATeIIFHO BBOJIUTH OJHOM - TPEMs MOPIUAMHU €KETHEBHO.

IIpumepsr

Hacrosimee n3o0perenne moapoOHO MOSICHSETCS Jajiee CO CCHIIKOH Ha NMPHUMEPHI, SKCIEPUMEHTAIBHBIE
HpUMEpPHI ¥ IPUMEpHI npernapaToB. OHAKO yKa3aHHBIE MPUMEPHI HE OTPaHUYMBAIOT HACTOsIIEe H300pETCHUE U
MOT'YT MOJM(UIIMPOBATHCS B Npe/iesiaX 00beMa HaCTOSIIEro H300peTeHUS.

TepmuH "kKOoMHaTHast TeMmeparypa’ B IpPEICTaBICHHBIX Jajee IpuMepax OOBIYHO O3HAYAET TeMIIEpaTypy
ot npumepHo 10°C mo mpumepro 35°C. CooTHOIIEHHE KOMIIOHEHTOB B CMENIAaHHOM PAacTBOPHTENE, €CIH He
yKa3aHO MHOE, MPEeACTaBIIeT co00ii 00BeMHOE COOTHOIIEHHE KOMITOHEHTOB B cMecH, U "%" o3Hauaer % 1o
Macce, ecii He YKa3aHO HHOE.

OmronpoBaHue B KOJIOHOYHOM XpoMaTorpaduu B mpuMepax, MPOBOAAT C KOHTPOJIEM IIPH ITOMOIIH TOHKOC-
noitHo# Xpomarorpadun (TCX), ecnmn He ykazaHo uHOe. [1pu koHTpOIe ¢ momomsio TCX UCTONB3YIOT MJIACTH-
HbI 60 F,s54 ipon3BoacTBa KomMmaHuu Merck, B KOJOHOYHO Xpomarorpaduy B Ka4ecTBE DIIOSHTa MUCTIOIB3YIOT
INMIOUPYIOUINH PacTBOPHUTEINb, a JUI AETCKTHPOBAaHUS HUCTONB3yI0T Y P-nerexTop. B KomonouHoit xpomarorpa-
¢um Ha cunukarene "NH" o3Hauaer Mcoibp30BaHHE aMHHONPONMIICHIAH-CBsA3aHHOTO cuiukareist, "Diol" (au-
0J1) O3HAYaeT MCIONB30BaHUE 3-(2,3-IUrHIpOKCHIIPOIIOKCH )IPOIMIICHIIAH-CBSI3aHHOTO cuinKarens. B npemnapa-
THUBHOH BBICOKOI((EKTHBHOMN XHUIKOCTHOH Xpomarorpaduu (BOXKX) "C18" o3HavaeT MCoIb30BaHNE OKTaje-
IWJI-CBSI3aHHOTO cuiukarenss. COTHOLIEHHE KOMIIOHEHTOB B PAacTBOPHUTENE JJIIOMPOBAHUS, €CIM HE YKa3aHO
MHOE, SIBIISIETCS] 00BEMHBIM COOTHOLIICHUEM.

'H sIMP CIIEKTPHI NMoJy4aroT ¢ nomoiibio SIMP ciektpomerpa @ypre. s ananuza 'H sIMP HUCTIONB3YIOT
nporpamMmmuoe obecrieuenne ACD/SpecManager (ToproBoe HazBaHue) u T.I. Ciiab0 BBIpayKEHHBIE TTHUKH MPOTO-
HOB THJIPOKCHIJIBHOW TPYIIIBI, aMHUHOTPYIIIEI H T.II. TPYII B Psifie CITydaeB HE OMHCAHEI.

MC mnonygarot ¢ nomorpio XXX/MC. B kadecTBe crocoba MOHU3AIMNMH, UCTIOIB3YIOT METOJI AJIEKTpopac-
meuieHus (EST) wim Meton xumudeckoi nonnsamuu mpu arMmocheproM nasinennn (APCI). JlaHHble TOKa3bIBAIOT
JEWCTBUTENLHOE TOJy4eHHOE 3HaueHue (HaineHo). XoTs oObIYHO HaOJoAacTCsl MUK MOJICKYJSIPHOTO MOHA, B
HEKOTOPBIX Cilydasx HaOiromaercst muk ¢parMeHTa HOHa. B ciryyae coimm oOBIMHO HAOIIONAETCS MK MOJIEKY-
JSIPHOTO MOHA WJIN MUK (h)parMeHTa HOHA CBOOOTHOM (hOPMEL.

Enunanima koHneHTpanuu odpasia (¢) ans ontudeckoro BpameHus ([o]p) - /100 mo.

JlaHHBIE 3JIEMEHTHOTO aHaJIM3a (aHAIL.) MPEICTABISIOT KaK BhIYMCIEHHOE 3HaYeHue ("BbIYnCIeHO") U (ak-
TUYECKHU TOTy4YeHHOE 3HaueHue ("HaiineHo").

B nmpumepax "muc/Tpanc” B Ha3BaHMSAX COEAMHEHHII B OCHOBHOM O3HAYalOT IMC- WIHM TPAHC-CMECh JBYX
BUJIOB ONTHYECKHX N30MEPOB, KOT/Ia COOTBETCTBYIOIIAsl CTPYKTypa COJCPXKUT JBa aCHMMETPUYHBIX IIeHTpa. B
WCKITIOYUTETHHBIX CITydasx MPUCTABKH IMC/TPAaHC 03HAYAIOT €AMHCTBEHHBIM ONTHYECKUI M30Mep, KOTAa yKa30-
HO "ONTHYECKH aKTUBHBIH".

B mpumepax muku, TOXy4eHHBIE METOAOM HMOPOIIKOBOI PEHTTEHOBCKOHM IM(pPaKINuu, MPEICTABISIOT CO-
0ol MKW, TIOJyYeHHBIC TIPH KOMHATHOW TemrepaTtype ¢ momombsio Ultima IV (Rigaku Corporation, Japan) c
ucronb3oBanreM Cu Ko n3mydeHus B KauecTBe HCTOUHUKA N3ITyUCHHs. Y CIIOBUSI M3MEPEHHI NPUBEICHBI HIXKE.

DNeKTpUYeCcKOe HaNpsHKeHUe/ eKTpruaeckmid Tok: 40 kB/50 MA.

CKOpOCTh CKaHHPOBAHUS: 6 TPaTyCOB/MUH.

Juanazon ckanupoBanus 2 Tera: 2-35 rpanycos.

KpHcTammmuHOCTh B METO/IE MTOPOIIKOBOM PEHTTCHOBCKOH AM(QPAKIUK B MpUMepax BBHIYUCISIIOT METOAOM
I'epmanca (Hermans).

B npuBeneHHBIX Aajee npuMepax UCHOJIb3YIOT Clieayronre ab0peBuaTyphl:
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T. tur: Touka MJIaBICHUS;

MC: macc-cexTp;

M: MobHas! KOHIICHTPAIIHS;

N: HOpMaJIbHOCTB;

CDCl;: meritepoxiopodopM;

JAMCO-dg: neiireponnMeTHICyIb(QOKCHT;

'H SIMP: MIPOTOHHBIN S/IEPHBIN MAarHUTHBIA PE30HAHC;

KX/MC: KuaKoCTHBIN XpoMaTorpad/Macc-CIieKTpOMETP;

ESI: anexrpopacnbiinTebHass HOHU3ALMS, HOH3aLUS METO0M JJICKTPOPACIBUICHHUS;

APCI: xumuueckass HOHU3aLUs [IPU aTMOC(HEPHOM JaBIICHUH;

Pd,(dba);: Tpuc(nubenznnnaenaneron)qunamiagui (0);

TOVYK: TpudTopykcycHas KHCIIOTa;

DIPEA: N-stun-N-u3onponunnponaHs-2-aMuH;

JIM®A: N,N-numeTunpopmMamu;

TI'®: terparuapodypan;

CH;CN: anleToHUTpUIT,

DME: 1,2-1MMeTOKCHITaH;

EOH: meTanou;

EtOH: sranou;

t-AmOH: 2-meTrn-2-0yTaHou;

Pd(PPhy),: mamnanuit-rpudenmndochun (1:4);

tBuXphos: 2-gu-tper-0ytundocouno-2',4',6'-rpunzonponnidudeHu;

XPhos Pd G3: merancynbdonar (2-aumukiaorekcmipocpuno-2',4',6'-rpunzonponui-1,1'-oupenn)[2-(2'-
amuHo-1,1'-Ondenwn) mamnanusa(1l);

PPh;: tpudennndochun;

AcOH: ykcycHas KHCIIOTa;

TBALI: fionua TeTpadyTHIaMMOHUWS,

TEA: TpusTHIaMUH;

(A-taPhos),PdCl,: 4-(au-tpeT-0yTundocduao)-N,N-1uMe THIaHIHH-JuXIopnanaaani (2:1);

T3P: 2,4,6-tpunponmi-1,3,5,2,4,6-tpuokcarpudochun-2,4,6-TpHOKCHT,;

HATU: rekcadTopdocdar O-(7-a3abenzorpuazon-1-um)-N,N,N',N'-reTpame TuIypoHus;

JAMAII: N,N-numeTuni-4-aMUHOTUPUANH;

CPME: METOKCHUITUKIIOTICHTAH;

tBu: Tper-OyTH;

Boc: Tpet-0yToKcHKapOOHWIT.

Ipumep 1.

uc-2-(3-bensunoensmn)-N-31ri-3 -((MeTHIICY b () OHUIT ) aMUHO ) TUTIEPUANH- | -KapOOKcaMHu .

A) 1-bensuin-3-6pomMOeH30171.

Cwmech (xmopmermn)oensona (3,78 ), (3-6pomdenmn)doponoBoii kuciotsel (6,00 ), Pd(PPhs), (1,73 1),
kapOonata Hatpus (3,16 T), DME (60 M) u Boasr (30 mur) nepemeniuBaroT mipu 100°C B Teuenue 15 4. Peakmm-
OHHYIO CMeCh TOOABIIAIOT K BOJAE W SKCTPATHPYIOT IOIYUYEHHYIO CMeCh dTHianeTaToM. OpraHndecKuid cioi oT-
JIEINSIOT, IPOMBIBAIOT HACBHIIICHHBIM PACTBOPOM COJH, CyIIaT HajJ 0e3BOJHBIM CyIb(}haTOM HATPUS U KOHIIEHTPH-
PYIOT IIpH MOHMKEHHOM J1aBiieHnH. OCTaTOK OYMILNAIOT C MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha CHIIMKare-
e (IeTposeHbIi 3Gup) ¢ MOTyuYeHHEM yKa3aHHOTO B 3arojioBke coenunenus (4,50 r).

'H SIMP (400 MTI'u, CDCLy) & 3,94 (2H, ¢), 7,10-7,25 (5H, M), 7,28-7,40 (4H, m).

B) (3-bem3mndenmn )(3-0poMIupuInH-2-UIT)METAHOI.

K cmecu maraust (147 mr) u TT'® (10 M) mo0aBisIFOT HoJ (KaTAIUTHYECKOE KOMUYECTBO) U 1-OeH3m-3-
opombOen3on (1,49 r). CMmech KHIATAT ¢ 00paTHBIM XOJOTMIBHIUKOM B TeueHHe 1 yaca u 3atem aroT g0 20°C. K
cMecu 100aBisoT 3-OpommmpuanH-2-kapbanbaerua (750 Mr) n nepeMerinBaioT MOJyYeHHYI0 CMECh B aTMO-
cdepe azora mpu 20°C B TedeHue 15 4. PeaknponHyo cMech NOOaBIAIOT K HACHIIIEHHOMY BOJAHOMY PacTBOpPY
XJIOpHIa aMMOHUS M SKCTPAarupyroT cMech dTmianeratoM. OpraHmdecKuil cIoi OTAETSAIOT, IPOMBIBAIOT HACHI-
IIEHHBIM PacTBOPOM COJIM, CymIaT HaJ Oe3BOAHBIM CyIb(PaTOM HATPUS W KOHLUEHTPUPYIOT NPU IOHIKEHHOM
nmaBieHuH. OCTaTOK OYHMINAIOT C TOMOINBIO KOJOHOYHOM Xpomartorpadmu Ha CHIIMKarene (dTuiare-
TaT/TIETPONICHHBIHN d(pHp) ¢ MOTydeHnEM yKa3aHHOTO B 3aroyioBke coenunenus (900 mr).

'H SIMP (400 MI', CDCl3) & 3,97 (2H, ¢), 5,23 (1H, 1, J=6,8 T'w), 5,94 (1H, x, J=5,2 I'n), 7,03-7,08 (1H,
m), 7,10 -7,31 (9H, m), 7,83-7,90 (1H, m), 8,59 (1H, nx, J=4,4, 1,2 T'm).

C) 2-(3-ben3nnben3nn)-3-0pOMITUPHUIHH.

K cmecu (3-6enzundpennn)(3-6pommupunun-2-un)meranona (900 mr) u TOVK (5 mi) nobasmsior tpu-
stwicuinal (10 mi). Cmecs nepememuBaioT npu 60°C B Teuenue 40 4 U 3aTeM KOHIEHTPUPYIOT NPU MOHUKEH-
HOM paBieHuH. [lorydeHHBIH ocTaToK momenadnBaroT 10 pH 7-8 ¢ moMoIbo HACKIIIEHHOTO BOJHOTO PacTBO-
pa OnkapOoHaTa HaTpUs M IKCTPArHPYIOT cMech dTmiianeraroM. OpraHM4ecKuil CI0i MPOMBIBAIOT HACHIIIEHHBIM
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pacTBOpPOM COJIH, CyIIAT Haja OE3BOAHBIM CYJIb(ATOM HATPHS W KOHIEHTPUPYIOT NPH MOHKCHHOM JaBJICHUH.
OcTaToK OYHMIIAIOT C TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduy Ha CHIIMKaresie (3TWianeTaT/meTpoiaeiHbli 3¢hup)
C TIONy4eHUEeM YKa3aHHOTO B 3aroyioBke coequHenus (1,10 ).

'H SIMP (400 MI'u, CDCl3) & 3,95 (2H, c), 4,32 (2H, c), 7,00-7,08 (2H, m), 7,10-7,23 (6H, m), 7,25-7,30
(2H, m), 8,83 (1H, ax, J=8,0, 1,6 T'm), 8,50 (1H, nx, J=4,8, 1,6 T'm).

D) N-(2-(3-6eH3un0eH3 /1) TUpHIUH-3-IT)METaHCYTh(HOHAMUI.

Cwmech 2-(3-6em3mnbensmn)-3-opommupuauaa (1,10 r), merancynbponamuna (464 mr), tBuXphos (166 mr),
Pd,(dba); (149 mr), kap6onaTta me3us (1,59 r) 1 DME (20 mur) nepememuBaioT B atMocdepe azora mpu 85°C B Te-
geHne 15 4. PeakimmoHHyto cMech JOOABIISIOT B BOY M KCTPArupyroT cMech dTrareratoM. OpraHudecKuil CIom
OT/EJISIFOT, IPOMBIBAIOT HACBHIIIIEHHBIM PACTBOPOM COJIM, CYIIAT HaJ OE3BOIHBIM CyIb()aTOM HATPUS U KOHIIEHTPHU-
PYIOT TIpH MOHMXEHHOM JaBieHnH. OCTaTOK OYMINAIOT C ITOMOIIBIO KOJIOHOYHOW XpoMaTorpaduy Ha CHIIMKarese
(aTMnanerar/meTposeinblil 2dup) ¢ noydeHueM yKa3aHHOTO B 3aroJIoBKe coeinHeHus (260 Mmr).

'H SIMP (400 MT', CDCl3) § 2,39 (3H, ¢), 3,93 (2H, ¢), 4,22 (2H, ¢), 6,21 (1H, yur.c), 7,00-7,35 (10H, m),
8,87 (1H, 1, J=7,2 '), 8,44 (1H, n, J=3,6 T'm).

E) N-(unc-2-(3-6eH3un0eH3u ) e puanH-3-niI)MeTaHCyIbpOHAMUI.

Cmech N-(2-(3-0eH3mnOeH3m) IUpUANH-3-1w1)MeTancyabpoHamMuaa (200 mr), 5% poxust Ha yriepone
(350 mr), TT'® (9 M) 1 ykcycHol kucnoThl (1 MiT) mepeMermmBaioT B TedeHue 15 4 B atmocdepe Bomopoaa ¢
nasieHueM 35 ¢yHTOB Ha kBampatubii moiM (0,24 I1a) mpu Temmepatype 20°C. PeaknnoHHy0 cMech QUIBT-
PYIOT ¥ GUIBTPAT AO0ABISAIOT K Bosle. CMeCh HEUTPAIN3YIOT HACKIIIEHHBIM BOHBIM PACTBOPOM TUApoKapOoHa-
Ta HaTPUS U 3KCTPArupyroT 3TiiaaneTaroM. OpraHudecKuii IO OTAEISIOT, IPOMBIBAIOT HACBHIIIEHHBIM PacTBO-
pOM couty, cymiat Haj 0€3BOJHBIM CyIb()aToM HATPUsI U KOHLEHTPUPYIOT IIPY HOHMKEHHOM AaBieHnH. OcTaTok
OYHIIAIOT C TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduy Ha CHIIMKArese (IUXJIOpMeTaH/METaHOM) U TIpenapaTuBHON
TOHKOCIIOMHON Xpomartorpaduu C MoTyIeHHEeM YKa3aHHOTO B 3arojioBke coequHeHwus (30 MT).

MC: [M+H]" 359,0.

F) muc-2-(3-bensun6ensun)-N->1ri-3-((MeTHIICY 1b(hOHMIT)aMUHO ) TP IUH- | -kKapOOoKcaMu 1.

Cmech N-(umc-2-(3-6en3ninbensmn)nunepuant-3-un)merancynbhonamuna (30 mr), TEA (25 mr) u u3o-
raHarodTana (8 mr) B TT'® (5 mur) mepememmsatot npu 20°C B Teuenue 15 4. Peaknnonnyio cmech 100aBIsIOT
B BOJY M 9KCTParipyroT cMech dTiianeTatoM. OpraHuuecKuid CI0il MPOMBIBAIOT HACKHIIICHHBIM PacTBOPOM CO-
1M, cymat Hajg 0e3BOAHBIM Cynb(aToM HAaTPHs U KOHLEHTPUPYIOT MPHU MOHWKEHHOM AaBieHHH. OCTaTOK OUH-
matoT ¢ nomomeio npenapatuBHoii BOXX (Fuji C18 (300x25), YMC 250x20, nmomBmxHas ¢aza: Bo-
na/anerorutpun (0,1% BoxHBIA pacTBOp amMMuaka)). IlomydeHHYI0 (pakunio KOHICHTPUPYIOT MPH ITOHIKEH-
HOM JIaBJICHUH U CYIIAT BBIMOPAXXMBAHHUEM C TIOJIyYCHUEM YKa3aHHOT'O B 3ar0JIOBKE COeTMHEHHS (6 MT).

'H SIMP (400 MI', CDCL3) & 0,72 (3H, T, J=7,2 T'), 1,60-1,90 (4H, m), 2,75-3,00 (8H, m), 3,50-3,60 (2H, m),
3,93 (2H, c), 4,05-4,15 (1H, m), 4,22-4,32 (1H, m), 4,59 (1H, 1, J=7,2 I'), 7,03-7,08 (3H, m), 7,15-7,35 (6H, m).

ITpumep 19.

TpeT-byTnn-nnc-2-(6udenmnn-3-unmernn)-3-((MeTHICYIb()OHNIT)aMUHO ) TUTIEPUANH- | -KapOOKCHIIAT.

A) tpet-bytnn-2-(6npennn-3-uimeTin-3-okconunepruant- 1 -kapbokcunar.

K cmecu tper-OyTuin-3-okconunepuant-1-kapookcunara (3,49 r) u ronyona (38 mMi1) mpu KOMHATHOH TeM-
neparype 100asisiroT nuppoiauauH (1,87 r). Cmech nepeMenmBaroT pyu KOMHATHON Temneparype B TeueHue 30
MHH, 3aTeM KHILITAT ¢ 0OpaTHBIM XOJOAMIGHIKOM B TeueHHe | 4 ¢ ucronb3oBaHueM JoBymku Juna-Crapka u
Jlariee KOHIICHTPUPYIOT MPH MOHKEHHOM naBieHun. [lonydeHnsid ocratok cmemuBaioT ¢ CH;CN (38 M) u
MOJy4YEeHHOW CMECH NpH KOMHATHOW TeMneparype 100aBisoT 3-(6pommern)ondennn (5,19 r). Cmech KUIIATST
¢ 00paTHBIM XOJIOAWIBHUKOM B T€UeHHE | U, 3aTeM pEaKkIHMOHHYIO CMECh BBUIMBAIOT B BOJXY W 3KCTParupyroT
MOyYCHHYIO CMeCh 3THianeTatoM. OpraHn4ecKuil ciI0i OTHENSIOT, IPOMBIBAIOT BOJOH M HACHIIIEHHBIM pac-
TBOPOM COJIH, CyIIaT HaJ 0€3BOAHBIM CyIb()aTOM MarHus W KOHIEHTPUPYIOT NPH MOHIKCHHOM JaBieHnu. Oc-
TaTOK OYMINAIOT C ITOMOIILI0 KOJIOHOYHOM XpoMmaTorpadun Ha cuiMkaresie (dTHJIAEeTaT/TeKCaH) C MOJyIeHUEM
YKa3aHHOTO B 3aroJioBke coeauuenns (3,42 r). MC: [M+H-(tBu)]* 310,2.

B) tper-byTumi-iuc-3-amuHo-2-(6udern-3 -miMe T ) e puani- | -kapOoKCHIIaT.

K cmecu Tpet-0yTuin-2-(0udeHnn-3-uimMeTn)-3-okcomunepuann- 1 -kapookcunata (3,41 1), TT' D (25 mm)
u MeOH (25 mi1) npu KoMHaTHOH TeMmeparype no6asisitor anetat ammoHust (7,19 r). CMech nepeMernmBaioT
IpY KOMHATHOW TeMIlepaType B Te4eHHe | dyaca M 3aTeM K CMeCH J00aBISIIOT TPHALIETOKCHOOPOTHAPHUL HATPHS
(3,56 1). Cmech nepeMeIInBaloT MpH KOMHATHOM TemmepaTtype B TeueHue 18 u. Peaknmonnyro cmecs mpu 0°C
BBUIMBAIOT B HACHIIICHHBIN BOAHBIH PacTBOp THAPOKAapOOHATa HATPHSI M AKCTPArHPYIOT MOJIYYECHHYIO CMECh ITH-
naneratoM. OpraHUYecKUi CIIOH OTHEINSIOT, MPOMBIBAIOT BOAOW M HACHIILICHHBIM PAaCTBOPOM COJIM, CyHIAT Hal
6€3BOHBIM CyNb(haTOM MarHusl ¥ KOHIEHTPHPYIOT IPHU MOHIWKEHHOM AaBieHHH. OCTaTOK OYMIIAIOT C TOMO-
b0 KOJIOHOYHOH XpoMarorpaduu Ha CHIMKareye (METaHOJI/THIIANETaT) ¢ MOTYYCHHEM yKa3aHHOTO B 3aro-
noBke coequHenus (1,67 r).

MC: [M+H]" 367,2.

C) tpet-byTmi-iiuc-2-(6ud ennn-3-ummetn)-3 -((MeTHICYIh () OHIIIO )aMUHO ) TATIEPUANH- | -KapOOKCHIIaT.

K cmecu tper-Oytmi-muc-3-amuHO-2-(0ndeHn-3-mimMetmn)munepuau- 1 -kapookcunara (1,66 1), TT' D
(15 mi) u TEA (0,917 r) npu 0°C nobasmusror merancynbdonmxiaopun (0,623 r). CMech nepeMeInBaoT MpH
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KOMHAaTHOW TeMIlepaType B TeueHHe | 4, 3aTeM BBUIMBAIOT B JICASHYIO BOAY M OKCTPAarupyrOT STHIIALETATOM.
OpraHuyecKkuil CIIOH OTHEISIOT, TPOMBIBAIOT HACHIIIEHHBIM BOJIHBIM PAacTBOPOM I'MIpOKapOOHaTa HaTpHs W Ha-
CBIIIICHHBIM PaCTBOPOM COJIH, CYIIAT HaJ OE3BOIAHBIM CYIH(AaTOM MarHus W KOHIICHTPHUPYIOT NPH HOHIKEHHOM
naBieHur. OCTaTOK OYMINAIOT ¢ TIOMOIIBIO KOJIOHOYHOW XpoMaTorpaduu Ha CUIMKaresne (dTHIANETaT/TeKCaH) ¢
MOJTydeHHUEM YKa3aHHOTO B 3aroyioBke coenaunenus (1,75 T).

'H SIMP (300 MI'n, CDCl3) & 1,11 (9H, ¢), 1,61-1,74 (2H, m), 1,75-1,84 (1H, m), 1,88-1,97 (1H, m), 2,83-
2,98 (3H, m), 3,00 (3H, c), 3,57-3,68 (1H, m), 4,04-4,12 (1H, m), 4,41 (1H, 1, J=7,9 I'n), 4,73-4,83 (1H, m), 7,17
(1H, », J=7,2 '), 7,30-7,39 (3H, m), 7,39-7,46 (3H, m), 7,52-7,58 (2H, m).

IIpumep 24.

MeTtw-tuc-2-(3-ioaoens3mn)-3-((MeTUICYIh(h OHIIT ) aMIHO ) TUTIIEpUANH- | -KapOOKCHITAT.

A) tper-bytun-2-(3-fioa0en3mn)-3-0KkconunepuInH- 1 -kapOoKCcHIaT.

K cmecn tper-0yTHin-3-okconunepuau-1-kapookcnnata (10 ) u Tomyosna (100 mit) mpu KOMHATHO# TeM-
neparype 100aBistoT nupponuand (4,28 r). Cmech nepeMennBaioT IpH KOMHATHOI TeMmeparype B TeUeHHUE
30 MUH U KOHLEHTPUPYIOT NpHU NOHIKeHHOM aaBneHuu. Ocratok cmemuBaioT ¢ CH;CN (100 M) u x cmecu
nobaisttot 1-(6pommeTtin)-3-tionoen3on (17,9 r). CMmeck nepememuBaroT B TedyeHue Houu mpu 80°C U KOHIICH-
TPHUPYIOT TIPH TOHIDKEHHOM JaByieHHH. OCTaTOK pacTBOPSAIOT B 3TWianeTare U 1M comsHOIl KucnoTe, morydeH-
HBI pacTBOp MepeMeImnBaiOT B TedeHHe 30 MHUH M 3aTeM SKCTParupyoT >TuiaanetatoM. OTIeneHHBIH opraHu-
YECKHH CJIOH MPOMBIBAIOT HACHIIICHHBIM PAacTBOPOM COJIH, CYIIAaT HaJx Oe3BOTHBIM CyIb(PaToM MarHUA W KOH-
HEHTPHPYIOT NPU MOHIDKEHHOM JaBieHnH. OCTaTOK OYMIIAIOT C TOMOIIBI0 KOJIOHOYHOHM Xpomartorpaduu Ha
cuiMKaresne (dTUIANETaT/TeKCaH) C MOJYYCHHEM yKa3aHHOTO B 3arosioBke coemuuenus (14,7 ). MC: [M+H-
Boc]" 316,0.

B) tper-bByrni-nuc-3-amuno-2-(3-ion0eH3u ) IuepuIuH- 1 -kapOoKcHIIaT.

K cmecu tper-OyTmn-2-(3-fionoen3mn)-3-okconunepuaus- 1 -kapookcunata (3,9 r), MeOH (40 mn) u TT D
(40 mu) mpu KOMHATHOW Temmeparype m00aBistoT anerar aMmMoHus (7,24 r). CMech NepeMeInBaloT MMpHU KOM-
HaTHOM TeMmmeparype B TedeHHE | 4, 3aTeM K cMecH 100aBISsIOT Tpuarerokcuboporuapun Hartpus (3,58 1) u
MepeMEIINBAlOT MOJTYYCHHYI0O CMECh NPH KOMHATHOW TeMIiepaType B TedeHue 18 4. Peaknuonnyio cmechk no-
0aBJISIIOT K HACHIILICHHOMY BOJHOMY pacTBOPY TMAPOKapOOHaTa HATPHs MPU OXJIAKACHUH JIIIOM U KCTparupy-
0T cMech dTmnaneratoM. OTIENeHHBIH OpPraHUYeCKH CIIOM MPOMBIBAIOT BOJOW M HACHIIIEHHBIM PacTBOPOM
COJIH, CymaTr Haja Oe3BOAHBIM Cynb(aToM MarHus W KOHIICHTPHUPYIOT IPH MOHIDKEHHOM aaBieHHH. OCTaToK
OYHITAIOT C MOMOIILI0 KOJOHOYHOW xpomaTtorpadum Ha cwimkarene (NH, sTunanerat/rekcaH) ¢ molydeHHEM
YKa3aHHOTO B 3arojloBKe coenuHenus (2,14 r). MC: [M+H]" 417,1.

C) tpet-byTmi-iuc-2-(3-ionoen3mn)-3 -((MeTHIC Y16 OHIIT ) aMUHO )TUTIEpU I H- | -kKapOoKCHIIaT.

K cmecn Tper-OyTmi-nmc-3-amuHo-2-(3-rnoaden3mn)nunepuann- 1 -kapookcmnara (2,00 ) u TT'® (20 mu)
npu 0°C nobasistor TEA (0,972 1) u metancynshormnxiopug (0,660 r). Cmech nepeMemBaroT IIpy KOMHAT-
HOHM Temneparype B TeueHue 1 4. K cMecr n00aBisIoT HachIIIEHHBI BOAHBIN PacTBOp rHApOKapOOHaTa HATPHA
U OKCTParupyoT cMech sTmianeratoM. OpraHMYecKuid CIOH OTHENSIOT, IPOMBIBAIOT BOJOW M HACBHIIIEHHBIM
pacTBOpPOM COJIH, CyIIAT Hajx O0e3BOJIHBIM CyJIb(aToM MarHus ¥ KOHIECHTPUPYIOT NPH MOHWKCHHOM JaBJICHHH.
OcTaToK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha cuirkaresie (3THIAeTaT/TeKcaH) ¢ MOoIyYeHH-
€M yKa3aHHOTO B 3aroyioBke coeauHenus (1,66 ).

MC: [M-H] 493,1.

D) I'mapoxmopuz N-(1muc-2-(3-ioa0eH3 ) munepyInH-3 -1 )MeTaHC Y I OHAMHU/IA.

K cmecn tper-Oyrmi-tuc-2-(3-iiogden3mn)-3-((MeTmICyIb()OHNIT)aMUHO ) TUTIEPUIHH- | -KapOOKCcHIaTa
(1,66 T) u TT'® (8 M) Mpu KOMHATHOW TeMIIeparype H00aBisIOT 4M pacTBOp COJITHON KHWCIOTHI B dTHJIAIeTaTe
(8,39 mur). CMmech epeMeuBaiOT B TEUEHUE HOYM MPHU KOMHATHOW TeMIlepaType W KOHIICHTPUPYIOT IIPH MOHH-
JKEHHOM JaBiieHMH. OCTaToOK CYCHEHAMPYIOT B dTHJIALlETaTe M COOMPAIOT TBEPABIH NPOAYKT (GHIbTpaLUeH.
TBepaplii MPOAYKT MPOMBIBAIOT STHIIALIETATOM C TIOJIydYEHHEM yKa3aHHOTO B 3arojioBke coenuuenus (1,29 r).

MC: [M+H]" 395,0.

E) Metun-nuc-2-(3-iionoensuin)-3-((MeTHICY b OHIIT ) aMUHOTIMIIEPHU TN H- | -kKapOOKCHIIaT.

K cmecn ruppoxmopuna N-(1mc-2-(3-uonbensmwn)nunepuaun-3-mi)meraacynbponamuna (1,3 1), TEA
(1,22 r) u TT'® (20 M) mpu KOMHATHO# Temreparype nooaBisitoT Metmixioppopmuar (0,570 ). Cmeck mepe-
MEIIMBAIOT TP KOMHATHOHM Temrieparype B TedeHrne 10 MHH W KOHIEHTPUPYIOT IPH HOHIKEHHOM IaBIICHHM.
OcCTaToK OYHUIIAIOT C TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha CHIIMKareie (dTHIAETaT/TeKCaH) ¢ IMOTyICHH-
€M yKa3aHHOTO B 3aroyioBke coeauaenus (1,30 T).

'H SIMP (300 MI'u, IMCO-de) & 1,35-1,56 (1H, m), 1,59-1,76 (3H, m), 2,78-2,87 (2H, m), 2,89-3,04 (4H,
M), 3,05- 3,23 (2H, m), 3,33-3,52 (2H, m), 3,67-3,87 (1H, m), 4,37-4,65 (1H, m), 7,00-7,10 (1H, m), 7,12-7,21
(1H, m), 7,34 (1H, ¢), 7,48-7,56 (2H, m).

IIpumep 27.

Merun-nuc-3-((Metnncyabdornt)aMuHo )-2-(3-(MUppoau JuH- 1 -1i1)OeH3 M) TUIepUINH- | -kapOOKCHIIaT.

CmMmechp Metmi-nuc-2-(3-onodensmn)-3-((MeTuncynb(OHMIT)aMUHO ) TUIIEpUANH- | -kapOokcnnaTa (40 Mr),
nmuppoimuauHa (12,6 wmr), Pdy(dba); (8,10 wmr), mumuxiorexcmn(2'6'-puusonponokcududennn-2-um)dochrna
(12,4 mr), xap6onata nesus (86 mr) u t-AmOH (1 mi1) moaBepraroT MUKpOBOJIIHOBOMY 00ydeHHto ripu 100°C B
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teuenne 1 4. [Tocie 3TOro cMech BHIIMBAIOT B BOAY M OKCTPArupyroT sTunareraroM. Opranndeckuii ol otae-
JISIFOT, TIPOMBIBAIOT HACKHIIEHHBIM PACTBOPOM COJIH, CYIIAT HaJ OC3BOJHBIM CYJIb()AaTOM MarHus U KOHICHTPH-
PYIOT IIPH MTOHWKEHHOM JaBiIeHHH. OCTaTOK OYHIIAIOT C MTOMOIIBI0 KOJOHOYHOH XpoMaTorpady Ha CHIIAKAare-
ne (NH, sTunmaneTar/rekcan) ¢ Moy4eHHEeM YKa3aHHOTO B 3arojioBke coeauHenwst (19,0 mr).

'H SIMP (300 MI'u, IMCO-de) & 1,32-1,57 (1H, m), 1,61-1,76 (3H, M), 1,86-1,99 (4H, m), 2,68-2,84 (2H,
M), 2,90 -3,03 (4H, m), 3,08-3,23 (5H, m), 3,34-3,52 (2H, m), 3,61-3,89 (1H, m), 4,39-4,71 (1H, m), 6,23-6,47
(3H, m), 6,92-7,06 (1H, m), 7,28-7,40 (1H, m).

[Tpumep 64.

Wzomnpornui-nuc-3-((MeTuncynbhoHwI)aMiuHO )-2-((6- Qe HIIMHPHINH-2 - )METHI ) TATIEPUIAH- 1 -
KapOOKCHIIaT.

A) (6-DeHnAMUpPUANH-2-1I1)METaHOI.

CwMmecs (6-0poMmupuauH-2-un)Mmeranona (5,10 1), dberundoponosoit kuciotsl (4,96 r), PA(PPhy), (1,25 1),
2M BogHoro pactBopa kapbonata Hatpus (33,9 mi) u DME (55 mit) KunsitaT ¢ oOpaTHBIM XOJOAMIEHUKOM B
TeueHne 15 4 B atMocdepe aprona. PeakimoHHYI0O CMeCh BBUIMBAIOT B BOJY M OKCTPArHpyIOT CMECHIO dTHIIale-
tar-TT'®. HepacTBoprMoe BemecTBO yAasioT (UIbTpALEl, OpraHNYeCcKUi CI0i OTIEISIOT, IPOMBIBAIOT BO-
IO ¥ HACHIIIEHHBIM PAacTBOPOM COJIH, CYIIAT HaJ 0e3BOIHBIM Cylb(aToM MarHus M KOHIEHTPUPYIOT IPH II0-
HIDKEHHOM JaBieHHH. OCTaTOK OYMINAIOT C MOMOINBIO KOJIOHOYHOW XpoMaTorpaduy Ha CHIMKarene (dTHiare-
TaT/TeKcaH) W KOJOHOYHON Xpomartorpadueii Ha cunukarene (NH, stunanerar/rekcaH) ¢ MOTydeHHEM yKa3aH-
HOTO B 3aroJioBKe coeauHenus (3,76 T).

MC: [M+H]" 186,1.

B) 2-(bpommeTHn)-6-QeHUITUPHINH.

K cmecu (6-penmmmupunun-2-mwin)meranona (3,74 r), PPh; (6,36 1) n 6enzotpudropuna.

(150 M) mpu 0°C mobapnstoT TeTpadbpommeTtan (8,04 r). Cmech mepemermBatot npu 0°C B Tedenue 3 d,
HEPACTBOPHMOE BEUICCTBO YAAISIIOT (pUIbTpamuedl ¥ MPOMBIBAIOT 3TWIAETATOM. DWIBTPAT KOHICHTPHPYIOT
IpY MOHMXCHHOM JaBieHHU. OCTaTOK OYHMINAIOT C MOMOINBI0 KOJOHOYHOH XpoMaTorpaduu Ha CHIIMKArelie
(3THIAnETaT/TeKCaH) ¢ MOTyYeHHEM yKa3aHHOTO B 3aroyioBKe coeaunenus (4,03 t). MC: [M+H]" 248,0.

C) tpet-byTmi-3-okco-2-((6-QpeHUIMUPHUIUH-2-1T)METH ) TUTICPUANH- | -kKapOOKCHIIAT.

K cmecu tpeT-0yTri-3-okconunepuanH- 1 -kapookcunara (2,69 r) u roryona (29 M) mpu KOMHATHOU TEM-
neparype nobapistor rupponuant (1,44 r). CMech nepeMenmBaioT Mpu KOMHATHOH Temneparype B TedeHue 30
MUH, KAISATAT ¢ OOpaTHBIM XOJOMIFHIKOM B TedeHHe | 9 ¢ ucmosip3oBaHueM JIOBYIKH J[uxa-Crapka u KOH-
HMEHTPUPYIOT TIpH MOoHKeHHOM naBieHnu. Ocrarok cmemmBaoT ¢ CH;CN (29 M) u kK cMecHn Tipu KOMHATHON
TeMIieparype mo0aBisioT 2-(0pommeTin)-6-peHmmupunua (4,02 ). CMech NepeMemuBaOT NP KOMHATHOU
TeMIepaType B TeUeHHe 15 4, 3aTeM PEeakIMOHHYIO CMECh BBUITMBAIOT B BOJY M AKCTPATUPYIOT 3THIIALIETATOM.
OpraHu4eckuii CIO OTHENISIOT, MPOMBIBAIOT BOJAON M HACBHIIICHHBIM PACTBOPOM COJIH, CyIIAT HaJ OC3BOIHBIM
Cynb(aToM MarHusl ¥ KOHICHTPUPYIOT MPU MOHMWKCHHOM JaBiIeHUU. OCTaTOK OYHUIIAIOT C MOMOIIBIO KOJIIOHOY-
HOW XpoMaTorpaduu Ha CHIIUKaresie (ITUIANCTAT/TEKCAaH) C IMOJIYYCHHUEM YKa3aHHOTO B 3aTOJIOBKE COCTUHCHUS
(2,561).

MC: [M+H]" 367,2.

D) tper-bytun-nuc-3-amMmuno-2-((6-QeHIIMUpHINH-2 -WT)METHI) TUTIEpUIUH- | -kapOokcuar.

K cmecn Tpet-0yTin-3-okco-2-((6-GpeHIIMUpUInH-2-1T)METHI ) TATIepUInH- | -kapookcunaTa (2,55 r), me-
tanosa (19 mu) u TT'® (19 M) mpu KOMHATHOW TemIepaType no00aBsaioT ameraT amMoHus (5,36 T). CMech Tie-
pEeMEIINBAIOT IPH KOMHATHOW TeMIlepaType B T€4eHHE | 4 M 3aTeM K CMeCH JOOaBIISIOT TPHALIETOKCHOOPOTHA-
puna Hatpus (2,65 r). CMech nmepeMenrBaroT Mpyu KOMHATHOM TeMIiepaType B TeUeHHe 3 4. PeaklIMoHHYIO cMech
BBUTMBAIOT B HACHIIIICHHBIH BOIHBIN pacTBOp THApPOKapOOHATa HATPHS MPH OXJIAKICHHUH JIHIOM U SKCTPAaTUPYIOT
MOJYYCHHYIO CMECh ATHiareratoM. OpraHMYecKuid CJI0H OTICINSAIOT, IPOMBIBAIOT BOJOW U HACHIIICHHBIM pac-
TBOPOM COJIH, CYIIAT HaJ OC3BOAHBIM CYIb()AaTOM MarHus U KOHICHTPHPYIOT MPHU MOHWKEHHOM JaaBicHuu. Oc-
TATOK OYHIIAIOT C MOMOIIBI0 KOJIOHOYHOW XpoMaTorpaduu Ha CHIIMKarelie (METaHOJ/3TUIALETAT) C TOIy4YCHU-
€M yKa3aHHOTO B 3aroJioBke coeanHenus (977 mr).

MC: [M+H]" 368,2.

E) tper-Byrun-nuc-3-((Mmeruncynbdonun)amuno)-2-((6-heHUINUpUANH-2-HWIT)METHI ) TUICPUIANH- | -
KapOOKCHUIIAT.

K cMecu TpeT-0yTrii-tuc-3-aMuHO-2-((6-QeHMIMHUPH ITH-2 -1 )METHI ) TATIEpUArH- | -kapOokcunara (973 mr),
TEA (536 mr) u TT'® (9 mu) npu 0°C mobaBinsitor MetancynbhoHmIxIopus (364 mr). CMech epeMentuBaioT
IpY KOMHATHOW TeMIIepaTtype B TeueHHe | 4, 3aTeM PeakIMOHHYI0 CMECh BBEUTUBAIOT B BOIY CO JIBJAOM H SKCTpa-
THPYIOT TOJXYYEeHHYIO CMech 3TmianeratoM. OpraHHYecKuil Coil OTIOENSIOT, IPOMBIBAIOT HACHIIIEHHBIM BOJ-
HBIM PacTBOPOM THAPOKAPOOHATA HATPHUS U HACKHIIICHHBIM PACTBOPOM COJIH, CYIIAT HaJ OC3BOJHBIM CYIb(haTOM
MAarHus ¥ KOHIICHTPUPYIOT MPH MOHWKEHHOM JaBlieHHH. OCTaTOK OYHIIAIOT C TOMOIIBIO KOJIOHOYHOW XPOMATO-
rpadun Ha CHIMKaresie (3THIaLeTaT/TeKcaH) ¢ MOoJydeHHEeM YKa3aHHOTO B 3arojoBke coequnenus (1,05 ).

MC: [M+H]" 446,2.

F) N-(umc-2-((6-¢heHIITIUpU ANH-2 -1IT)ME THIT ) TUIICPHU U H-3 -1 )METAHC YT (DOHAMHUI.

K cmecu Tper-0yTmin-iuc-3-((MeTHUICyb(OHMIT)aMIHO ) -2-((6-) eHUIITUp U M H-2 - WIT) ME T ) TUTICPUIAH- | -
kapOokcmiaTa (991 mr) u Tomyona (11 mim) mpu koMHaTHOM Temrieparype mobasistor TOYK (11 mur). Cmech

-19 -



043368

MepeMEIINBalOT IPH KOMHATHOM TeMIieparype B TeueHHe | 4 M 3aTeM BBUIMBAIOT B HACBIIIEHHBIH BOJHBIN pac-
TBOpP THIApOKapOOHATa HATpHs MPH OXJIAXKICHUH JbJIOM. [lomydeHHyI0 cMech mojmenadusaotr 1o pH=8 ¢ no-
MOIIIBIO KapOOHATa KaIHs U KCTPAarupyroT cMechbio dtmianetat/TI'd. Opranudeckuii ol OTACISIOT, TPOMBI-
BAIOT BOJOW M HACBHIIICHHBIM PAaCTBOPOM COJIH, CyIIAT HaJ OE3BOIAHBIM CYJIb(ATOM MarHus W KOHICHTPHPYIOT
NIpY IOHMKEHHOM JaByieHUH. [lorydeHHOe TBEpIOe BEMIECTBO COONPArOT (PHiIbTpaIiel ¥ IPOMBIBAIOT IIPOCTHIM
JTUU30TIPOIIIIOBEIM d(DUPOM € TIOTydEeHHUEM YKa3aHHOTO B 3ar0JIOBKE coennHeHus (671 mr).

MC: [M+H]" 346,1.

G) Uzonponun-nuc-3-((MeTuacyabPoHuI)aMuHO)-2-((6-QeHUITMUPUANH-2-UIT)METHI ) TATIEPUTHH- | -
KapOOKCHJIaT.

K cmecn N-(umc-2-((6-peHWIMUPHINH-2-1T)METHI)THIICPUINH-3 -1 )MeTaHcynbpoHamuaa (150 mr) u
Tr'® (2,17 M) mpu koMHaTHOU Temriepatype n00aBisiroT TEA (132 mr) u nzonpommixiopdopmuar (0,326 o).
CmMech repeMennBaloT Ipy KOMHATHOH TeMIlepaType B TedeHHe | 4, MOJy4YeHHYIO PEaKIMOHHYI0 CMECh BBUIU-
BAalOT B BOJY M OKCTPAarupyloT dTuinarneratoM. OpraHn4eckuil CJIol OTIeNsIoT, cymar Haj 0e3BOIHBIM Cyib(a-
TOM HaTpHsl U KOHIEHTPUPYIOT NPU HOHKEHHOM JAaBieHHH. OCTaTOK OYMIIAIOT C TIOMOIIBIO KOJOHOYHON Xpo-
MaTtorpaduu Ha CHIIMKarese (3THIAETaT/TeKCaH) ¢ TOJyYeHHEeM YKa3aHHOTO B 3arojioBke coenuHeHus (157 mr).

'H SIMP (300 MI'u, CDCLy) & 1,12 (6H, 1, J=6,4 I'n), 1,75 (4H, ym.c), 2,05-2,19 (1H, m), 2,67-2,90 (3H,
M), 2,88-3,06 (2H, m), 3,35 (1H, om, J=13,9, 5,7 I'm), 3,53-3,68 (1H, m), 3,96-4,14 (1H, m), 4,84 (2H, 1, J=5,7
I'm), 7,14-7,22 (1H, m), 7,38-7,52 (3H, m), 7,55-7,59 (1H, m), 7,66-7,74 (1H, m), 7,90-7,98 (2H, m).

ITpumep 75.

Orun-nuc-2-(oudenmn-3-unmernn)-3-(MeTHICYTb()OHIIT)aMUHO ) TUPPOJTUINH- | -kKapOoKcHiIar.

A) tpet-byTtnn-2-(6nuheHnn-3-uimMeTn)-3-0KCOMHPPOTUANH- | -kapOOKCHIIaT.

K cMecu tpet-0yTmi-3-okconupponuant- 1 -kapookcmnara (3,5 r) u Tonyona (30 M) mpu KOMHATHOM TEM-
neparype nobasistor upponuauH (1,61 r). Cmecs nepememuBarot pu 100°C B Teuenne 3 94 U KOHIEHTPHPY-
1oT. K ocrarky nmpu xomHatHOH Temmnepatype nobasnstor CH;CN (30 mu) u 3-(6pommerin)ondenun (4,67 r).
CmMechb TepeMemmBaloT B Te4eHHe Hour B aTMocdepe azota npu 80°C n 3areM KOHUEHTpHUPYIOT. [lomy4yeHHbIH
0CTaTOK pa30aBiIAIOT BOJOH M SKCTPArupyroT MOJIYYEHHYIO CMeCh dTHianeTatoM. OpraHn4eckuil cioil cymar
HaJl 0E3BOAHBIM CYIb()ATOM MarHusi 1 KOHIEHTPUPYIOT NP MOHIKEHHOM JaBiieHHH. OCTaTOK OYHUINAIOT C MO-
MOIIIBIO KOJIOHOYHOW XpomaTorpaduu Ha cUMKarese (3TUaIeTaT/TekcaH) ¢ TOTydeHHEeM yKa3aHHOTO B 3aro-
noBKe coequHenns (2,92 ). MC: [M+H-Boc]™ 252,2.

B) tper-byTmi-iiuc-2-(6udennn-3-ummetin)-3-((1-heHmm THIT)aMUHO )T PP OJTU TN H- | -kKapOoKcHar.

CMmech  TpeT-OyTmii-2-(6udeHunn-3-uaMeTni)-3-okconupponuaut-1-kapookcunara (2,38 1), 1-
dbennmmranamuna (0,903 1), Tpuc(tpudTopmerancyabponara) urtepous(3+) (0,420 r) u Tomyona (20 mir) mepe-
memmuBaroT pu 100°C B Teuenune 4 4. PeakiMOHHYI0 CMECh PacTpeeNIIIOT MEXTY dTHIIAIIETATOM M BOJIOH, Op-
TaHUYECKHUH CJIOH NMPOMBIBAIOT HACKHIMICHHBIM PACTBOPOM COJIM M KOHIIEHTPHUPYIOT TIPH IIOHWKEHHOM JIaBJICHHH.
K cmecn nomyyennoro ocrarka (3,08 ), CH;CN (30 mi1) u ykcycHoit kucnotsl (5 mur) pu 0°C 1o0aBisoT Tpu-
anierokcuboporuapun Hatpus (4,30 r). Cmech nepeMeIINBalOT TP KOMHATHOW TeMIlepaTrype B TeUeHHe | 4 U
HeWTpanm3ytoT 4M BOAHBIM pacTBOPOM T'MIpPOKcHAa HaTpus. [1oiydeHHYI0 cMech pacTpeersiioT MEeXTy 3THII-
aleTaToM M BOJHBIM PAacTBOPOM THIpOKapOOHATa HATPHsL, OPTaHUUECKHUN CIIOH NMPOMBIBAIOT HACHIIICHHBIM pac-
TBOPOM COJIM W KOHLEHTPUPYIOT IPH MOHMKEHHOM AaBiieHHMH. OCTaTOK OYHMIIAIOT C IMOMOIIBI0 KOJOHOYHOM
xpoMmatorpaduu Ha cunukarene (NH, sTuiamnerat/rekcaH) ¢ MOJyIeHHEM yYKa3aHHOTO B 3aT'0JIOBKE COCTMHEHUS
2,29 1).

MC: [M+H]" 457,3.

C) tpet-byTmi-iuc-3-amuHO-2-(6udeHUI-3 -UIMETHI ) TUPPOTUANH- | -KapOOKCHIIaT.

Cmech  TpeT-OyTui-mmc-2-(0udenmn-3-uametnn)-3-(( 1 -heHnm T ) aMIHO ) TP poTuArH- | -KapOOKCcHIIaTa
(2,29 1), 20% ruapokcuna namamus Ha yrie (3,52 r), 1M comstaoi kucnotsr (10,0 mir) 1 MeOH (50 mu) mepe-
MEIIMBAIOT B TEUCHHE HOYM B HOPMAJBHOW aTMocdepe BOJOpoJa MpU KOMHATHOHM TemriepaType. Karanuszarop
YIQIIOT GUIbTpaued 1 GUIbTpaT KOHIEHTPUPYIOT IIPU MOHIKEHHOM JaBlieHnH. OCTaToK OYMIIAIOT C MOMO-
IIBI0 KOJIOHOYHOW Xpomarorpadun Ha cwmkarene (NH, sTunanerat/rekcan) ¢ moigy4eHHEeM yKa3aHHOTO B 3aro-
noBke coenunenus (865 mr). MC, Haiineno: 297,2.

D) tper-bytun-unc-2-(6udennn-3-umimetni)-3-((MeTHICYI(OHIIT)aMHHO ) TUPPOJIUINH- | -kapOOKCHIIaT.

K cmecu tper-OyTrut-iuc-3-aMuHo-2-(0udeHmnn-3 -miMe T ) mupponu - 1 -kapookcunara (865 mr), TEA
(497 mr) u TT'® (50 M) mpu 0°C mobapisaroT MetaHcybGoHmwIXIOpH (337 Mr). CMech epeMeIMBaOT pH
KOMHATHOW TeMIepaType B TeueHHe | 4, 3aTeM BBUIMBAIOT B JICJSHYIO BOAY U SKCTPAarupyloT STHIIAIICTATOM.
OpraHu4ecKuii CION OTHAEINSAIOT, TPOMBIBAIOT HACKHIIIEHHBIM BOAHBIM PACTBOPOM OHMKapOOHAaTa HATPHS W HACHI-
IIEHHBIM PacTBOPOM COJH, CYIIAaT HajJ Oe3BOTHBIM CyNb(aTOM MarHUS M KOHIECHTPUPYIOT MPH HOHIKEHHOM
napieHn. OCTaTOK OYMINAIOT C TOMOIIBIO KOJIOHOYHOHM XpoMmarorpaduu Ha cuiinkaresie (3THiIaneTaT/TeKcaH) ¢
MOJIY4YEeHUEM YKa3aHHOTO B 3aroyioBke coenuHeHus (750 mr).

MC: [M-H] 429,2.

E) I'mnpoxmnopun N-(unc-2-(0udenunn-3-1iMeTHiI) IUppoIuIHH-3 -1 )MeTaHCYyIb(OHAMU 1A,

Cmech TpeT-OyTmin-uuc-2-(6udenmn-3-unmerwn)-3-((MeTHICYITb(GOHNIT)aMUHO ) TUPPOTUANH- 1 -
kapOokcunara (750 mr) u 4M pacTBopa COJISTHOI KHCIIOTHI B aTHianeTare (20 Mir) mepeMeInBaioT Ipyu KOMHAT-
HOW Temmepatype B TeueHue 3 mHeil. Ocangok coOuparoT GuiabTpamuel ¢ MoJyIeHHeM yYKa3aHHOTO B 3aroJIOBKE
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coenuHenus (500 mr).

MC: [M+H]" 331,1.

F) Orun-ninc-2-(6udennn-3-mmetnin)-3-((MeTHICYTH()OHIIT)aMUHO ) TUPPOJIAANH- | -KapOOKCHITAT.

K cmecu runpoxmopuna N-(1uc-2-(0ubeHmI-3-uaMeTHI ) TUPPOITUANH-3 -1 )MeTancyibponamuaa (40 mr),
TEA (33,1 mr) u TT'® (3 mu1) mpu KOMHATHOW TeMriepaType A00aBisioT stuinxiophopmuar (23,7 mr). Cmech
MepeMEIINBAIOT IIPH KOMHATHOI TemiiepaType B TeueHne 30 MUH, 3aTeM peaKLMOHHBIH PacTBOP MPU KOMHATHOM
TeMIIepaType BHUIMBAIOT B HACBIIICHHBIH PACTBOP THAPOKapOOHATa HATPHS U SKCTPArUPYIOT TOJyYEHHYIO CMECh
sTinaneratoM. OpraHuvecKuil cJIoil OTAENAIOT, MPOMBIBAIOT HACKHIIICHHBIM PACTBOPOM COJIH, CYIIaT Haj 0e3-
BOJIHBIM CYJb()aTOM MarHus U KOHICHTPUPYIOT MPH MOHMKEHHOM JaBlicHHH. [loydeHHOe TBepAOE BEIIECTBO
KPHUCTALUTU3YIOT U3 CMECH 3THIIAICTAT-TENTAH C IMOydCHUEM YKa3aHHOTO B 3arojioBke coequueHus (32,0 mr).

'H SIMP (300 MI'ty, IMCO-dg) & 0,64-1,23 (3H, m), 1,72-2,25 (2H, m), 2,60-3,48 (8H, M), 3,54-4,25 (3H, M),
7,11-7,69 (10H, m).

ITpumep 76.

OnTuyeckH  aKTUBHBIM  M30mponui-muc-3-((MeTwicyiabdoHmT)aMuHo)-2-((6-peHmmmupuus-2-
WJT)METHII) [TUIIEPUANH- | -KapOOKCHIIaT.

Pamemar (120 MT) n30nponmiI-Iuc-3-((MeTHICYTb () OHMI ) aMIHO)-2-((6-h e HUITTHPUAUH-2-
WJT)METHN ) TMTIEPUINH- | -kapOokcunaTa pazgenstor ¢ momomplo BOXKX (komonka: CHIRALPAK AD-H
(UGO065), 4,6 mm IDx250 mm L, mpomsBoacrBa Daicel Chemical Industries, monaBmxkHas ¢a3za: rekcan/2-
nponanoa=700/300) ¢ mosryaeHneM yKa3aHHOTO B 3arojioBke coequHenwus (49,4 mr) (dhpakius ¢ MEHBIIUM Bpe-
MEHEM yIep KUBaHHSA). YKa3aHHOE B 3aroJIOBKE COEAWMHEHHE ouMmaioT ¢ momonisio BOXX (C18, moxBmkHas
(aza: Boma/anerorntpun (comepxamuii 0,1% TDVYK)), k momydeHHOH Ppakituy 100aBISIIOT HACKIIIICHHBIA BOI-
HBIIT pacTBOp THAPOKapOOHATA HATPHUS M SKCTPArUPYIOT CMECh ITHUIIAIIETATOM. DKCTPAKT CyLIAT HaJ| O€3BOTHBIM
cynb(haToM MarHus M KOHIEHTPUPYIOT IPU MOHMW)KEHHOM JIAaBJIICHHU C TIOJIydeHHEM YKa3aHHOTO B 3aroJIOBKe
coequHeHUs (43,0 Mr).

'H SIMP (300 MTI'ti, IMCO-dg) & 0,47 (2H, ymr.c), 0,64-1,12 (4H, m), 1,48 (1H, ym.c), 1,74 (3H, yur.c),
2,93-3,24 (6H, m), 3,43 (1H, 1, J=6,1 I'm), 3,86 (1H, ym.c), 4,31 (1H, ymr.c), 4,76 (1H, ymr.c), 7,11-7,22 (1H, m),
7,34-7,54 (4H, m), 7,73 (2H, ym.c), 8,00-8,11 (2H, m).

ITpumep 81.
N-(1ue-2-(6udeHnn-3 -mImMe T T PpPOIHANH-3-1T)MeTaHCyTb(hOHAMUT.
Cmech TpeT-OyTHin-uuc-2-(6udenmn-3-unmerwn)-3-((MeTHICYIb(GOHNIT)aMUHO ) TUPPOTUANH- 1 -

kapookcmiata (0,950 r), TOVK (3,08 ) u quxnopmerana (10 M) mepememmBaioT B atmocdepe azota npu 15°C
B TeueHue 2 4. PeakiMOHHBIN pacTBOp HeHTpanu3yroT (pH=7) HaCBIIIIEHHBIM BOJHBIM PAaCTBOPOM THIPOKapOO-
HaTa HaTpusl. BomHBIN C10i SKCTparupyroT ITUXIOPMETAaHOM, OOBbEANHEHHBIC OPTAaHUYECKHUE CJIOW MPOMBIBAIOT
HACBIIICHHBIM PACTBOPOM COJHM, CyIIaT Haj Oe3BOJAHBIM CyNb(}aToM HATpHs M KOHLEHTPHUPYIOT IIPU ITOHMKEH-
HOM JaBieHMH. OCTaTOK OYMINAIOT C IIOMOIIBIO KOJOHOYHOW Xpomartorpaduu Ha cuimkarene (3T1a-
HOJI/THJIALIETAT) C TIOMyYEeHUEM YKa3aHHOTO B 3aroyioBke coenunenus (0,378 r).

'H SIMP (400 MI', CDCls) & 1,85-1,96 (1H, m), 2,22-2,34 (1H, m), 2,74-2,86 (2H, m), 2,94 (3H, c), 3,00-
3,15 (2H, m), 3,25-3,33 (1H, m), 3,90-3,96 (1H, m), 7,18-7,25 (1H, m), 7,30-7,48 (6H, m), 7,54-7,63 (2H, m).

ITpumep 88.

tper-byrmin-nuc-3-((MetuncynshoHun)aMuHo )-2-((2-hennn-1,3-trnazon-4-nir)Me T ) TunepuuH- 1 -
KapOOKCHJIaT.

A) 4-(Xnopmetnn)-2-penun-1,3-tuazon.

CwMmech Oenzonkapborroamuaa (6,86 1), 1,3-muxmopanerona (6,35 r) u toxyona (50 Mir) KUIATAT ¢ oOpart-
HBIM XOJIOAWJIBHUKOM B Te€ueHHE 3 4. PeakIMOHHYIO cMeCh OXJIAXKIAIOT U J00aBisoT Boay. [lomydeHHyto cMech
9KCTPArkupyIoT ITHIALETATOM, SKCTPAKT NMPOMBIBAIOT BOJOH M HACBHIIICHHBIM PACTBOPOM COJIH, CyIIaT Hajx 0e3-
BOJHBIM CyIb()aTOM HAaTpUs M KOHLIEHTPHUPYIOT NPH MOHIKCHHOM AaBieHUH. OCTaTOK OYMIAIOT C ITOMOIIBIO
KOJIOHOYHOM XpoMaTorpaduu Ha CHIIMKareie (dTHIALETAT/TeKCaH) ¢ TIOTyYeHHEM YKa3aHHOTO B 3aroJIOBKE CO-
equaenns (9,77 r).

MC: [M+H]" 210,1.

B) tper-byrni-3-okco-2-((2-penun-1,3-tuazon-4-ua)MeTHiI) IUIIepUANH- | -kapOOKCHIIaT.

K cmecu tper-0yTmin-3-okconunepuaun-1-kapookcmnara (0,950 r) u toxyomna (10 M) mpu KOMHAaTHOH
Temriepatype no6asistor nmupposmant (0,509 r). CMmeck mepeMennBaoT Npy KOMHATHOH TeMIIEpaType B Tede-
Hue 30 MuH U KoHIEeHTpUpYIoT. OcTtaTtok cmemmBatoT ¢ CH;CN (10 mir) u kK cMecn Ipy KOMHATHO TeMIIepaTy-
pe nobasmsiror 4-(xnopmerin)-2-penmi-1,3-tuazon (1 r) u TBAI (0,352 r). Cmech mepeMemmBaioT B TeUCHHE
Houw mpu 80°C u 3aTeM KOHIEHTPUPYIOT. [ToydeHHBIH OCTaTOK paclpelessioT MEeXIy dTHIAETaTOM M BOJIOK
¥ CMECh 3KCTPArupyroT sTunaneratoM. OpraHudecKuii ¢I0il MPOMBIBAIOT HACHIIICHHBIM PACTBOPOM COJIH, CYIIAT
HaJl 0E3BOAHBIM CyIb(ATOM MarHusi 1 KOHLEHTPUPYIOT NP MOHIKCHHOM JaBiieHHH. OCTaTOK OYHIAIOT C MO-
MOIIIBIO KOJIOHOYHOU XpomaTorpadun Ha cuimkarese (3JI0CHT: 3THIIAIeTaT/TeKCcaH) ¢ TOIydeHHEeM yKa3aHHOTO
B 3aronoske coexuaenus (0,580 ). MC: [M+H]" 373, 1.

C) tpet-byTmi-iuc-3-amuHo-2-((2-denwmt-1,3-tra3om-4-m1)MeTHI) TUNepUIuH- | -kapOoKkcHaT.

K cmecu Tper-0yTmi-3-okco-2-((2-¢heHmi-1,3-trazon-4-un)Me T munepuanH- 1 -kapookcmnara (580 mr),
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anierara ammonus (1200 mr), MeOH (5 M) u TI'® (5 mu1) npu KOMHATHO# TemriepaType 100aBisIOT TpUale-
Tokcuboporuapun Harpus (495 mr). CMech nepeMenIMBaloT B TeUEHHE HOYM NPH KOMHATHOW TeMIiepaType U
3aTeM KOHLEHTPUPYIOT. [10irydeHHBII 0CTaTOK CMEIINBAIOT C HACHIIIEHHBIM BOAHBIM PaCTBOPOM THAPOKapOoOHa-
Ta HATPHUSI U SKCTPATHPYIOT MOIYYEHHYIO CMECh dTHnaneTaToM. OpraHuuecKuii CII0i MPOMBIBAIOT HACKHIIICHHBIM
pacTBOPOM COJH, CyIIaT HaJ O0e3BOJHBIM CyIb()AaTOM MarHusi U KOHICHTPUPYIOT NPH MOHIKCHHOM JaBICHHH.
OcTaToK OYMIIAIOT C TIOMOIIBIO KOJOHOYHOH XpoMaTorpaduu Ha cuiauKarese (METaHOJ/ITHIIAIIETAT) C MOJTyde-
HUEM YKa3aHHOTO B 3aroJIoBKe coeauHeHus (213 mr).

MC: [M+H]" 374,2.

D) Tper-byTni-nuc-3-((MetuncynshoHmT)aMuHO)-2-((2-penmn-1,3-Trazon-4-1i)Me T THIEepUIUH- | -
KapOOKCHJIaT.

K cmecu tper-OyTmi-nmc-3-amuHO-2-((2-(enmi-1,3-Tra3on-4-mi)MeTn) TuepuanH- 1 -kapookcmiaTa (212 mr),
TEA (86 mr) u TT'® (5 mi) mpu KOMHATHOHM TemIiepatype IOOaBISIOT METaHCYIb(POHOBEIA aHrumpun (119 wmr).
CMech nepeMeInBaroT Py KOMHATHOM Temneparype B TedeHre 10 MUH U KOHIEHTPUPYIOT. OCTaTOK OYMINAIOT
C MOMOUIBI0 KOJOHOYHOH XpomaTtorpaduu Ha cuimkaresie (STHIAaLETaT/TeKCaH) ¢ MOJy4YeHHEM YKa3aHHOTO B
3aroJIoBKke coenuHeHus (212 mr).

'H SIMP (300 MI'u, CDCly) & 1,33 (9H, c), 1,58-1,83 (3H, M), 2,00-2,11 (1H, m), 2,75-3,07 (5H, m), 3,27
(1H, nn, J=14,4, 6,1 T'm), 3,54-3,69 (1H, m), 4,01 (1H, 1, J=11,4 I'm), 4,75 (1H, g, J=5,8 '), 6,14 (1H, ymr.c),
7,01 (1H, ¢), 7,39-7,49 (3H, m), 7,86-8,01 (2H, m).

ITpumep 89.

Wzomnpornmin-nuc-3-((MeTuncynbhoHwmI)aMuHo )-2-((2-pern- 1,3-Tnazon-4-mi)MeTHI ) T epuanH- 1 -
KapOOKCHIIaT.

A) duruapoxnopun N-(1uc-2-((2-dpenmn-1,3-trnazon-4-1ia)Me T TMIEPHINH- 3 -1 )MEeTaHCYJIb(OHAMU 1A,

K cmecu Tper-Oytmi-unc-3-((MeTmicynbponnt)aMuHo )-2-((2-¢herni-1,3-Tra3on-4-ui)MeTHI ) TUTepUANH-
1-xap6okcuiara (207 mr) u sTritanerara (5 M) IpH KOMHATHOH TeMIieparype 100asisiioT 4M pacTBOp COSTHOM
KUCIIOTHI B oTHianeTare (2 mir). CMech IepeMenInBaoT B TeYEHNE HOYM TP KOMHATHOM TEMIIepaType M 3aTeM
KOHLIEHTPUPYIOT ¢ MOTYYEHUEM YKa3aHHOIO B 3aroyioBke coeauHenus (200 mr).

MC: [M+H]" 352,1.

B) M3onpormun-nuc-3-((MeTuncynshoHmI)aMiuHO )-2 -((2-peHm- 1,3-Tra3o1-4 -1 MeTHI ) TUIepuIuH- 1 -
KapOOKCHIIaT.

K cmecu N-(1uc-2-((2-penm-1,3-trazomn-4-min)MeTI ) TunepuanH-3-mwi)MeTancynb@onamuaa (60 wmr),
TEA (71,5 mr) u TT'® (2 M) mobasnstor 2M pactBop u3omnpommwixiopdopmuara B toryosie (0,106 mi) npu
KOMHAaTHOH Temmeparype. CMech IepeMEIINBaOT P KOMHATHON TeMIepaType B TEUCHUE 3 4 M 3aTE€M OYHMINA-
FOT C TIOMOIIBIO KOJIOHOYHOW XpoMaTorpaduu Ha CHIIMKarese (3THIAEeTaT/TeKcaH) ¢ MoydeHHeM YKa3aHHOTO B
3aroJjioBke coequaeHus (43,0 mr).

'H IMP (300 MI', CDCly) & 1,04-1,21 (6H, M), 1,59-1,83 (3H, M), 2,03-2,15 (1H, m), 2,81-3,05 (5H, M),
3,30 (1H, nn, J=14,8, 6,4 T'm), 3,53-3,71 (1H, m), 3,98-4,09 (1H, m), 4,69-4,91 (2H, m), 6,38 (1H, yur.c), 7,02
(1H, ¢), 7,38-7,53 (3H, m), 7,90-8,02 (2H, m).

ITpumep 93.

N-(1ue-2-(oudennn-3-mimernn)- 1 -(UUKIOIPONMIKAPOOHHI ) TUIIEPUANH-3 - ) METaHC Y Ib(OHaAMU L.

K cmecn N-(unc-2-(06udennn-3-unmern)nunepuant-3-nwin)merancyiabdonamuna (100 mr), TEA (58,8 mr)
n guxiopmerana (1 mim) B atmocdepe azora mpu 0°C m00aBISIOT MUKIOTponaHkapOoHmIXIopus (45,5 mr).
Cwmech nepemernmBaroT mipu 0°C B Tedenune 1 1. K cmecu 100aBisitoT HACHIIIEHHBIA BOAHBIA PACTBOP THAPOKAp-
OoHaTa HaTPUs U MOIYYCHHYIO CMECh SKCTPArupyroT AuXiIopMeTaHoM. OpraHudeckuil Cioit OTAENAIOT, IPOMBI-
BAaIOT HACBHIICHHBIM PACTBOPOM COJIH, CYIIAT HaJ OC3BOAHBIM CyIb()aToM HATpUs ¥ KOHIECHTPHPYIOT IPH TTOHHU-
JKEHHOM JaBJieHHH. OCTAaTOK OYHINAIOT C MOMOIIBI0 BBICOKOA(P(GEKTHBHOMN KUAKOCTHON XpomaTtorpadum (Ko-
nonka: Phenomenex Gemini, moxsmxuas (aza: Boga/CH;CN (comepxkammuii 0,05% NH;-H,0)) ¢ momyuenuem
YKa3aHHOTO B 3arojioBke coepnHenus (56,0 mr).

'H IMP (400 MT'n, IMCO-de) & 0,53-0,40 (4H, m), 1,26-1,76 (5H, m), 2,90-3,05 (6H, m), 3,23-3,52 (1H,
M), 4,28 4,66 (1H, m), 4,88-5,18 (1H, m), 7,16 (1H, n, J=7,6 T'w), 7,27-7,47 (7H, m), 7,57-7,62 (2H, m).

ITpumep 100.

Wzonponui-mwmc-2-((6-(2,5-audropdenin)mupuani-2-mi)MeTr)-3-((MeTHIICY1b( OHII )aMU HO ) TUTIEPH IHH-
1-xapOokcuIar.

A) 3-H3onponniokconunepuant-1-kapOookcumar.

K cmecu ruapoxiopuaa 1-6ensunmunepuana-3-ona (15,0 ), TEA (7,40 t) u CH;CN (100 mu) ipu 0°C o
KarisiM J00aBisiioT 2M pactBop m3onpormmixiopdhopmuara B Toryosie (59,8 mur). CMech mepeMenrBaT mpu
KOMHAaTHOH TeMIepaType B Te4eHHe 2 4, HEpaCTBOPHUMBIH OCaAOK YAAIIOT (GUIbTpanMed MW IPOMBIBAIOT
CH;CN. ®unbTpaT KOHIEHTPUPYIOT TPU MOHMKEHHOM JaBieHHA. OCTaTOK pa30aBIISIOT HACHIIIICHHBIM BOJIHBIM
pacTBOpPOM THAPOKapOOHATa HATPUS M CMECh KCTPArupyrorT 3TwianeraroM. OpraHWYecKdil ClIoi OTAENAIOT,
MPOMBIBAIOT HACHIIICHHBIM PACTBOPOM COJIM, CYLIAT Haj OE3BOIAHBIM CYNb(aTOM MarHus U KOHICHTPUPYIOT IPH
MOHIKEHHOM JaBiieHHH. OCTaToOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cHiIHMKareie (3THi-
areraT/rekcaH) ¢ MoJIyYeHHEM YKa3aHHOTO B 3arosioBke coeannenus (11,0 r).
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'H SIMP (300 MI'u, CDCly) & 1,25 (6H, 1, J=6,4 T'm), 1,95-2,04 (2H, m), 2,48 (2H, T, J=6,6 I'n)), 3,60-3,66
(2H, m), 4,04 (2H, c), 4,94 (1H, spt, J=6,2 T'm).

B) 2-Bpom-6-(6poMMeTHI) THPHUIHH.

K cmecu (6-6pomnupuaus-2-uin)meranona (5,22 r), PPh; (8,74 1) n 6enzorpudropuna (210 mi) nmpu 0°C
nobasmsttor Terpadbpommeran (11,1 r). Cmech nepementuBaroT pu 0°C B TeueHue 2 4, HEPACTBOPUMBIH OCaT0K
YAAISIOT (pUIbTpanyeil ¥ MPOMBIBAIOT CMECHIO STHJIAICTATOM M JUATHIOBBIM 3(pHupoM. OUIBTpAT KOHICHTPH-
PYIOT IIPH MTOHWKEHHOM JaBieHHH. OCTaTOK OYHIIAIOT C MTOMOIIBI0 KOJOHOYHOH XpoMaTorpady Ha CHIIAKAare-
nie (3TUIIaNeTaT/TeKcaH) ¢ TIoJMydeHHEM YKa3aHHOTO B 3aroyioBke coenuuenust (7,33 ).

'H SIMP (300 MI'u, CDCL3) & 4,50 (2H, c), 7,39-7,45 (2H, M), 7,52-7,60 (1H, m).

C) Uzomponui-2-((6-6poMIupHuInH-2-HIT)METHII)-3-OKCOMUATIEPUINH- | -KapOOKCHIIaT.

K cmecu mzonponmi-3-okconunepuant- 1 -kapookcunara (4,50 r) 1 Tomyona (52 mir) mpu KOMHATHON TeM-
nepatype no0aBisroT mupponuanH (2,59 r). CMech mepeMennBalT NP KOMHATHON TeMmIeparype B TCUCHHE
30 muH 1 3ateM KoHIEHTpUpYoT. K cmecn no6asisror Tomyon 1 CH;CN 1 monmy4eHHYI0 cMech KOHIIEHTPHPY-
oT. Octatok cMmemuBaroT ¢ CH;CN (52 mu1) u K cMecH Tpu KOMHATHOW TeMmIeparype Mo0aBistoT 2-0pom-6-
(opommeTrn)mupuauH (7,32 r). CMech KAMATAT ¢ OOpaTHBIM XOJOMIBHHUKOM B TEYCHHE 15 9, peakIMOHHYIO
CMECh BBUIMBAIOT B BOJY M DKCTPAarupyroT MOIYyYSHHYIO CMECh dTHianeTaToM. OpraHMdecKuii CI0i OTAENSIOT,
MPOMBIBAIOT BOJIOW M HACBIIIEHHBIM PACTBOPOM COJIM, CYIIAT HaJ OE3BOAHBIM CyNb(aToOM MarHus U KOHIEHTPHU-
PYIOT IIPH MTOHWKEHHOM JaBiIeHHH. OCTaTOK OYHIIAIOT C MTOMOIIBI0 KOJOHOYHOH XpoMaTorpady Ha CHIIAKAare-
nie (3JIFOSHT: ATUIIANETAT/TeKCaH) ¢ TOJydeHHEM YKa3aHHOTO B 3aroJioBKe coennHeHus (2,72 1).

MC: [M+H]" 355,0.

D) Nzonponwi-iuc-3-aMuHO-2-((6-0poMIHpU AHH-2 -1 ) METHI ) TUTIEPUIHH- | -KapOOKCHIIAT.

K cmecu uzonponui-2-((6-6poMIupHANH-2-HIT)METHI )-3-0KCOUnepuanH- 1 -kapookcumnata (2,71 r), meta-
Houa (23 mu) u TI'® (23 mur) mpu KOMHATHOH TeMIleparype A00aBisOT arietat ammoHus (5,88 ). Cmech miepe-
MEIIMBAIOT NPH KOMHATHOW TeMIlepaType B Te4eHHE | 4 M K CMecH J00aBISIOT TPHALETOKCHOOPOTHUIPH Ha-
tpus (3,23 r). CMech nepeMennBaioT Mpu KOMHATHOHW TemriepaType B TedeHue 15 4. Cmech BBIIMBAIOT B HACHI-
IICHHBIA BOJHBIA PAacTBOP THAPOKAPOOHATA HATPHUS NPU OXJIAKIACHUH JIHJOM W IKCTPArHPYIOT STHIAICTATOM.
Opranuyeckuii cI0i OTAEINSIOT, IPOMBIBAIOT BOJOH M HACHIIICHHBIM PacTBOPOM COJIM, CyIIAaT HaJll O€3BOJHBIM
Cynb(}aToOM MarHusi 1 KOHIEHTPHPYIOT NPH MOHIKEHHOM JaBiieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOY-
HOW XpomaTorpaduu Ha cuuKaresie (METaHOJ/ATHIIAIETAT) ¢ TIOMydYeHUEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHUS
(373 mr).

MC: [M+H]" 356,0.

E) W3onponmn-muc-2-((6-6poMnupunuH-2-un)MeTn)-3-((MeTuIcyabGOHMIT)aMAHO ) TUTIEPUIUH- | -
KapOOKCHIIaT.

K cmecn wm3omponmi-miuc-3-aMuHo-2-((6-0poMITUPHINH-2 -HIT)METHI ) TUIIepUAnH- | -kapOokcmiata (369 wr),
TEA (210 mr) u TT'® (3,5 mir) mpu KOMHaTHOH TemIneparype 100aBisitoT MeTaHcyabhoHmwxitopua (142 mr). Cmech
MEPEMEIINBAIOT TP KOMHATHON TEMIIEpPaType B TCUCHHE | 4, peaKIIMOHHBIA PAaCTBOP BBEUIMBAIOT B BOJAY M 3KCT-
parupyroT HOJIYYeHHYIO CMeCh TmianeTaroM. OpraHMYecKuil CIIOW OTIEISIOT, MPOMBIBAIOT HACKIIIIEHHBIM BO-
HBIM pacTBOPOM T'HAPOKapOOHaTa HATPUS M HACBHIIIEHHBIM PacTBOPOM COJIH, CyIIaT HaJl 0E3BOAHBIM CYIb(haToM
MarHusi ¥ KOHIIEHTPHUPYIOT NPH NOHIKEHHOM JaBieHHH. OCTaTOK OYHMINAIOT C IIOMOIIBI0O KOJIOHOYHOH XpOMaTo-
rpadun Ha CHIMKarenie (3THIaleTaT/TeKcaH) ¢ MOoJydeHHeM YKa3aHHOTO B 3arojioBke coequnenus (340 mr).

MC: [M+H]" 434,0.

F) Msonpommn-tuc-2-((6-(2,5-miad ropderun) mpuauH-2-mn)MeT)-3 -((Me THICYITb(OHIIT ) aMAHO ) ITATICPH T H-
1-kapOOKCHIIaT.

Cmech n3onponuiI-uuc-2-((6-opoMmupuarH-2 -1 )MeTHI )-3 -((METHICYJIb()OHNIT ) aMUHO ) TUTIEPUIUH- | -
kapOokcmnata (73 mr), (2,5-mudTopdenmn)ooporoBoit kucnothl (39,8 mr), 2M BogHOTO pacTBOopa KapOoHaTa
Hatpus (0,210 mir) 1 DME (1,1 M) KUIATAT ¢ 00paTHBIM XOJOAMIEHHKOM B aTMocdepe aproHa B TedeHue 9
yacoB. PeaknmoHHyI0 cMeCh BEUIMBAIOT B BOAY M OKCTPArHpYIOT dTHiIaneTaToM. OpraHn4ecKuil ciioi OTAemsIor,
MPOMBIBAIOT BOJIOW M HACBIIIEHHBIM PACTBOPOM COJIM, CYIIAT HaJ OE3BOAHBIM CyNb(aToM MarHus U KOHIEHTPHU-
PYIOT IIpH MOHMKEHHOM J1aBiieHnH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha CHIIMKare-
e (3THaeTaT/TeKcaH) ¢ IMoJydYeHneM yKa3aHHOTO B 3ar0JIOBKe coeuHeHus (58,6 mr).

'H SIMP (300 MI', CDCl3) & 0,92-1,12 (6H, m), 1,60-1,83 (3H, m), 2,02-2,07 (1H, M), 2,91 (3H, c), 2,94-
3,06 (2H, m), 3,30 (1H, ox, J=14,0, 5,7 I'n), 3,57-3,68 (1H, m), 3,99-4,13 (1H, m), 4,73 (1H, cr, J=6,2 I'n), 4,84-
4,92 (1H, m), 5,64 (1H, ym.c), 7,01-7,16 (2H, m), 7,22-7,26 (1H, m), 7,62-7,74 (3H, m).

ITpumep 101.

Otnn-(2S,3S)-2-(budennn-3-mmmernn)-3-((MeTHICYTH()OHIIT ) aMUHO ) TUPPOTUANH- | -KapOOKCHIIAT.

Pamemar (146 wr) ostun-umc-2-(0udeHmn-3-uametnn)-3-((MeTHICYTb()OHUIT)aMUHO )ITUPPOTHIUH- 1 -
KapOoKcmara pasznernsitor ¢ nomoinsio BOXKX (kononka: Chiralcel OD (IK001), 50 mm IDx500 mm L, npous-
BozactBa Daicel Chemical Industries, moxBmkHas (asa: rexcan/2-mponanosi=450/550) ¢ mosydeHneM yka3aHHO-
TO B 3aroyioBke coenuueHus (47 mr) (Gpakius ¢ MEHBIIMM BpEMEHEM YICPKUBAHU).

'H SIMP (300 MI'u, IMCO-de) & 0,62-1,16 (3H, M), 1,71-2,23 (2H, M), 2,67-3,50 (8H, m), 3,55-4,26 (3H,
M), 7,10 -7,68 (10H, m).
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ITpumep 116.

Wzonpormmit-mmc-2-((2',3'-nud ropoudenmn-3-mm)merun)-3-((MeTHICY b OHMIT)aMUHO ) TUIIEPUIAMH- | -
KapOOKCHIIaT.

Cwmech m3onponui-muc-2-(3-iadensnn)-3-((MeTHICYIb(HOHIIT)aMUHO )TUTIepU I H- | -kapOookcmnata (96 wr),
(2,3-mupropdenmn)doporoBoii kKuciothl (95 mr), XPhos Pd G3 (8,46 mr), 1M BogHOTO pacTBopa TpuKaIuihoc-
¢data (0,6 ma) u TT'® (1 1) KUIATAT ¢ OOPATHBIM XOJIOMMIILHUKOM B TedeHue 1 4. PeaknmoHHyI0 cMech pa3daB-
JSIOT 3TUIIALIETATOM, TPOMBIBAIOT BOJOW M HACHIILICHHBIM PAcTBOPOM COJIH, CyHIAaT HajJ OE3BOIHBIM Cylb(haToM
HATpUsl ¥ KOHLEHTPHPYIOT IPH MOHWKEHHOM JaBieHNH. OCTAaTOK OYMIIAIOT C IOMOIIBIO KOJOHOYHON XpOMAaTo-
rpadun Ha cruMKarene (3TUIALETAT/TeKCaH) C MOJTydeHHEM yKa3aHHOTO B 3aroyioBke coexuueHus (71,0 mr).

'H SIMP (300 MTI'ti, CDCly) 8 0,82 (3H, yur.c), 1,03 (3H, 1, J=6,4 '), 1,59-1,99 (4H, m), 2,98 (6H, c),
3,56-3,73 (1H, m), 4,01-4,13 (1H, m), 4,38 (1H, 1, J=7,6 I'n), 4,54-4,69 (1H, m), 4,74-4,89 (1H, m), 7,07-7,25
(4H, m), 7,30-7,42 (3H, m).

ITpumep 117.

W3zonponmi-nuc-2-(3-itndensmn)-3-((MeTnicyapGoHMIT)aMIHO TUIIEPUINH- | -kapOOKcHIIaT.

K cmecu ruppoxinopuna N-(muc-2-(3-Hiogben3mwin)nunepuanH-3-mnmerancyibdonamuga (1,29 1), TEA
(0,909 1) u TT'® (15 M) mpu KOMHATHOM TeMmIiepaType J00aBisAioT 2 M pacTBop m3ompomwixiophopmuara B
tosryosie (1,80 mur). K cMecn nipu KOMHATHOM TemIiepaType A00aBISIFOT HACHIIICHHBIN BOIHBIA pacTBOpP THAPO-
KapOoHaTa HATPUs W OYHIIAIOT ITOJyIEHHYI0 CMECh C MOMOIIBIO KOJOHOYHOH Xpomarorpaduy Ha CHIIMKAreie
(3THnaneTaT/reKcaH) ¢ MOJy9IeHHEeM YKa3aHHOTO B 3arojioBke coenunenwus (1,16 r).

'H SIMP (300 MI'u, CDCl5) & 0,83-1,00 (3H, m), 1,10 (3H, x, J=6,1 T'u), 1,58-1,98 (4H, m), 2,70-2,92 (3H,
M), 3,00 (3H, ¢), 3,51-3,68 (1H, m), 4,03-4,14 (1H, ™), 4,22-4,38 (1H, m), 4,58-4,82 (2H, m), 6,92-7,07 (1H, m),
7,15 (1H, 0, J=7,6 T'n), 7,48-7,58 (2H, m).

ITpumep 122.

W3zonponmi-mmc-3-((MeTuicynbhorun)amuno)-2-((3-hennin- 1 H-mmpazon-1-nm)merwn) munepuayus- 1 -
KapOOKCHJIaT.

A) 3-Hurtpo-2-((3-¢pennin-1H-nmpazon-1-nin)MeTH) TupunH.

Cmechb 2-(6pommertin)-3-aurpormpuania (100 mr), 3-¢ennn-1H- nupasona (69,8 mr) u JM®DA (2 mi)
nepememuBatoT npu 60°C B Teuenue 17 4. CMech paclpenenstoT MeXIy dTUIANeTaTOM U BOAOH, OpraHu4ecKuit
CJIOW TPOMBIBAIOT HACBIIICHHBIM PACTBOPOM COJM M KOHLEHTPUPYIOT HPH MOHIKEHHOM AaBieHHH. OCTaTok
OYHIIAIOT C MOMOIILI0 KOJOHOYHOW xpomaTtorpaduu Ha cwimkarene (NH, sTunanerat/rekcaH) ¢ molydeHHEM
YKa3aHHOTO B 3aroJIOBKE CoeTnHEHU (87 MT).

MC: [M+H]" 281,0.

B) 2-((3-®enun-1H-mupazon- 1 -mr)MeTHn) TupuInH-3 -aMuH.

Cwmecs 3-auTpo-2-((3-henmn- 1 H-mupazon-1-um)merum)mupunuaa (793 mr), 10% nammagus va yrie (301
MT) ¥ 9TaHoja (35 MiI) mepeMennBaloT B HOpMaJbHOW aTMocdepe BoIopoAa NMpu KOMHATHOM TeMIeparype B
teuenne 1 4. Karanuszarop yzamsior ¢uibrpanueil 1 GUIbTpaT KOHIEHTPUPYIOT TPU ITOHWKEHHOM JaBJICHUH.
OcTaToK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha cuiukaresie (3THIAleTaT/TeKcaH) ¢ MOoTyYeHHU-
€M yKa3aHHOTO B 3aroyioBke coeanHenus (509 mr).

MC: [M+H]" 251,0.

C) N-(2-((3-¢ennn-1H-nmpa3zon- 1 -mr)MeTHIT) TUPUIUH-3 -HIT)METaHCYJIb()OHAMU.

Cwmech 2-((3-penmn-1H-mupaszon-1-mwrn)merwn)nmupunni-3-amuaa (550 mr), TEA (667 mr), meTancynbdo-
Huxiopuaa (629 mr) u TI'® (10 M) mepemMemuBarOT Mpu KOMHATHOH TemrmepaType B Teduenue 1 4. K cmecu
nobasmnsitor MeOH (5 mim) m 2M BoasbIi pacTBop ruapokcuaa Hatpus (2,20 mi). CMech epeMeInBaOT IpH
50°C B Teuenue 3 4. PeakMOHHBIN pacTBOP paclpeAesaioT MeXAY dTHIANETATOM U BOAOH, OPTaHUIECKUH CIION
MPOMBIBAIOT HACBHIIIEHHBIM PACTBOPOM COJIM M KOHIEHTPHUPYIOT MPHU MOHIKEHHOM JaBieHud. OCTaTOK O4YHMINa-
IOT C IOMOIIBIO KOJIOHOYHOH XpoMaTorpaduy Ha cuiamkaresie (3THIaneTaT/TekcaH) ¢ MoJydeHHEM yKa3aHHOTO B
3aroyioBke coeaunnenus (650 mr).

MC: [M+H]" 329,0.

D) N-(umc-2-((3-¢hennn-1H-nmpazon-1-mir)Me T ) munepuauH-3-mi)MeTaHCyIb(poHaMuI.

Cmech N-(2-((3-pennn-1H-nupazon-1-mn)MeTna)nupuus-3-mi)MetancynsponamMuaa (648 mr), 5% rmua-
tuHb! Ha yrite (150 mr), 35% cosstHoit kucnots! (411 mr), MeOH (23 mur) u Boas! (7 Mi1) mepeMeIInBaroT B at-
Mocepe Bogopoza (3 MIla) mpu 50°C B teuenue 2 4. K cmecu mobasisror 5% mnatuny Ha yrie (75 mr) u e-
pEMENMBAIOT TOTYYEHHYIO cMech B aTMochepe Bogopoaa pu 3 Mlla u 50°C B teuenwue 2 4. Katanuzarop yna-
JSTIOT (uibTpanueil 1 GpUIbTPAT KOHLECHTPUPYIOT IPH MOHIKCHHOM JaBieHuU. [lomydeHHsIH ocTaToK pacrpe-
JISIISTIOT MKy BOJHBIM PAacTBOPOM ruapokapOoHara HaTtpus U TI'®, opraHndecKkuii oW MPOMBIBAIOT HACKI-
IIEHHBIM PACTBOPOM COJIM M KOHIIEHTPUPYIOT MPU HOHIKEHHOM JaBlIeHUH. OCTaTOK OYHUILAIOT C MTOMOIIBIO KO-
JIOHOYHOH XpomaTtorpaduu Ha cuukarene (NH, sTunanerar/rekca) U KpUCTALIM3YIOT U3 dTHIIAIlETaTa C TOJTy-
YEeHUEM yKa3aHHOTO B 3arojioBke coequnenus (110 mr).

MC: [M+H]" 335,1.

E) WMzomponun 1mc-3-((Metwincynbdonun)amuno)-2-((3-dpennn-1H-mmpazon-1-mr)merwn)nunepuus- 1 -
KapOOKCHJIaT.
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Cmech  N-(1uc-2-((3-penwmn- 1 H-mupazon- 1 -wm)metwn)nunepunuH-3-mwi)MeTancyabponamuna (110 wmr),
TEA (66,6 mr), 2 M pactBopa uzomnpomuixiopdopmuara B toayoie (0,247 ma) u TT'® (3 M) nepemennBaror
IpY KOMHATHOH Temneparype B TedeHne 30 MuH. CMech pacrpeeNsiioT MeXIy STHIALETaTOM U BOIHBIM pac-
TBOPOM THIpOKapOOHATa HATPHS, OPTAaHMUECKUI CION MPOMBIBAIOT HACHIIICHHBIM PACTBOPOM COJIM M KOHIICH-
TPHUPYIOT NP NOHIKEHHOM JaBieHHH. OCTaTOK OYHMIIAIOT C MTOMOIIBI0 KOJIOHOYHOW XpoMaTorpaguy Ha CHITH-
Kareye (3THIAIETaT/TeKCaH) C MOyIeHHEM YKa3aHHOTO B 3ar0JIOBKE coeqHEeHHsI (93 MT).

'H SIMP (300 MI'w, JIMCO-dg) & 0,62 (6H, nm, J=5,3 I'u, munopHBIi nHk), 0,81-1,12 (6H, M, ocHOBHOI
mik), 1,41-1,83 (4H, m), 3,03 (3H, c), 3,06-3,21 (1H, m), 3,41-3,54 (1H, m), 3,74-3,96 (1H, m), 4,26-4,59 (3H,
M), 4,60-4,80 (1H, m), 6,62 (1H, x, J=1,5 I'm), 7,21-7,30 (1H, m), 7,32-7,41 (2H, m), 7,47 (1H, ym.c), 7,60 (1H,
n,J=2,3Tm), 7,76 (2H, n, J=7,6 I'm).

ITpumep 178.

W3zonponmi-muc-3-((MMKIONpOnICYIb(OHIIT)aMIHO ) -2 -((6-heHUITIHPpUMH-2 -HIT)METHIT ) ITUIEPUTUH- | -
KapOOKCHJIaT.

A) tper-byrmi-nuc-3-(((0eH3mwI0KCH)KapOOHMIT)aMHHO )-2-(( 6~ CHUIHUPU I H-2 - ) ME T ) TUICPU AN H- | -
KapOOKCHJIaT.

K cmecu Tpet-OyTri-ic-3-aMuHO-2-((6-GeHUIHPUINH-2 -1 )METHI ) TArepuarH- 1 -kapookcunara (1,05 1),
runpokap6onata Hatpus (0,360 r), TT'® (7 M) u Boasl (7 M) IpU KOMHATHOHM TeMmIeparype mT00aBisoT 1-
(((6en3unokcu)kapOOHMI )OKCH ) TUppoTuaAnH-2,5-110H (0,748 1). CMech HEPTHYHO TEPEMENTNUBAIOT MPH KOM-
HATHOM TeMIlepaType B T€UeHHUE 2 U, 3aTE€M BBUIMBAIOT B BOJAY U AKCTPArUPYIOT MOJIYYCHHYIO CMECh THIIAIeTa-
ToM. OpraHMYecKUil CIIOH OTAETSIOT, MPOMBIBAIOT BOJOH M HACHIIIEHHBIM PACTBOPOM COJIH, CYIIaT Haj 0e3BOA-
HBIM Cy/b(aToM MarHus ¥ KOHIICHTPHUPYIOT IPH MOHMKEHHOM JaBieHHH. OCTaTOK OYMIIAIOT C TIOMOIIBIO KO-
JIOHOYHOH Xpomarorpauy Ha CHIMKareie (3TUIAleTaT/TeKCaH) ¢ TOJlydYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIH-
nenus (1,37 r). MC: [M+H]" 502,2.

B) Benznn-(1uc-2-((6-GpeHuTnpuInH-2 -11)METHI) TUIEPUIUH-3 - 1T )KapOamar.

K cmecn Tper-OyTmii-niuc-3-(((0eH3MIOKCH )KapOOHIIT)aMUHO )-2~((6 - e HITITUP U TIH-2 - 1T )ME T ) TUTICP U T H-
1-xap6okcunara (1,37 r) u Tosyona (15 M) mpu komHaTHO# Temneparype nob6asistor TOYK (15 mir). Cmech
MepeMeIInBaloT IPU KOMHATHOW TeMmeparype B Te4eHHe | 9 W 3aTeM J00aBIISIOT NMPH OXJIXKICHUH JIBIOM K
HACHIIIEHHOMY BOJHOMY PacTBOpY TuapokapOonara Harpms. CMeck moamenaynBaoT 10 pH=8 ¢ momomrsio
KapOOHaTa KaJus M SKCTPArupyIoT dTIianeraToM. OpraHuyecKuii CIOW OTACISIOT, IIPOMBIBAIOT BOJOH W HACHI-
IIEHHBIM PacTBOPOM COJH, CYIIAaT HaJ Oe3BOTHBIM CyNb(}aTOM MarHUS M KOHIECHTPUPYIOT MPH HMOHIKEHHOM
maBieHuH. OCTAaTOK OYHMINAIOT C TOMOIIBI0 KOJOHOYHOH xpomartorpadum nHa cumiamkarene (NH, stumare-
TaT/TeKCaH) ¢ TOJyYeHHUEM YKa3aHHOTO B 3aroJIoBKe coenHeHus (966 mr).

MC: [M+H]" 402,1.

C) Mzonpomun-uuc-3-(((0eH3unokcu)kapOoHwI)aMiHO)-2-((6-peHnnmupr AuH-2-1T)MeTHI) THIepU AU H- 1 -
KapOOKCHJIaT.

K cMmecu 6ensmi-(nuc-2-((6-heHUIMHPUANH-2 -1 )METII ) TUNIEpUANH-3 -1 kapoamara (960 mr), TEA (726
mr) u TT'® (20 mir) npu KOMHATHOH TeMIiepaType 100aBisoT 2M pacTBOp M30NPONIIXJIOphOpMHUaTa B TOIyoJIe
(2,39 mur). CMmech mepeMenmBaloT Mpu KOMHATHON TeMIIepaType B TedeHHe | 4, 3aTeM J00aBJISIOT K BOJAHOMY
pacTBopy runpokapOOHaTa HATPUS M AKCTPATUPYIOT dTmwianeTatoM. OpraHn4ecKuii cIod OTHETSAIOT, IPOMBIBA-
FOT BOJIOH M HACBIIIICHHBIM PACTBOPOM COJIM, CYIIAT HaJ O€3BOIHBIM CYIb(aToOM MAarHUs U KOHIEHTPUPYIOT MPH
MOHM)KEHHOM JaBiieHNH. OCTaTOK OYMIIAIOT C IOMOIIBI0O KOJIOHOYHON XpoMaTorpadui Ha CHIMKarene (3THII-
areTaT/TeKkcan) ¢ MoydYeHreM YKa3aHHOTO B 3arojioBke coequHenwus (1,11 r).

MC: [M+H]" 488,2.

D) Nzonponmui-iuc-3-aMuHO-2-((6-heHWIMAPUIHH-2 -1 ) ME TN ) TATIEPUIUH- | -KapOOKCHIIaT

Cmech  m3omponm-1uc-3-(((0eH3mIokcH)kapOOHMIT)aMHUHO) -2 -((6-( eHIIIIP U T H-2 -1 )METIIT ) TUTIC P TH-
1-xap6okcunara (1,09 1), 10% namnazus va yrie (0,36 ) 1 MeOH (22 mu1) nmepeMenuBaoT Ipy KOMHATHOH
TeMIiepaType B HOpMalbHOH atMmocdepe Bojopona B Tedenue 1,5 4. Karamusarop ynpamsior dunsTpanneil u
($uIbTPaT KOHIECHTPUPYIOT IIPH NOHIKEHHOM JaBiieHHH. OCTaTOK OYMINAIOT C TOMOIIBIO KOJOHOYHOH XpoMa-
Torpaduu Ha CHJIHMKarene (METaHOJ/3THIIALETAT) C MOJyYeHHUEM YKa3aHHOTO B 3arojioBke coequnenus (703 mr).

MC: [M+H]" 354,1.

E) W3onponmi-iuc-3-((IUKI0mponHiICyTb(HOHMIT)aMUHO )-2-((6-heHUITAPUIUH-2 -1 )METHI ) TATIEPU TN H-
1-kapOOKcHIIaT.

K cmecu uzompornmi-iuc-3-aMuHO-2-((6-GeHUIMMPUIUH-2 - AT ) METHIT) TUIIEpUIUH- | -kapOokcunaTa (28 mr),
TEA (0,00971 mr) u TT'® (1,0 M) mo6aBisroT nukionponancyibporunxiopus (13,5 mr). Cmech nepemenin-
BAaIOT NP KOMHATHOW TeMIiepaTtype B TeUeHHE 3 9, 3aTeM BBUIMBAIOT B BOAY M SKCTPATHPYIOT STHIIAIICTATOM.
Oprannyeckuii ciioil GUIBTPYIOT C MCHONB30BaHUEM pasnenutensHoro ¢uisTpa (Top-Phase Separation Filter
Tube) u GUIBTPAT KOHIECHTPUPYIOT MpOAyBKo# Bo3ayxa mpu 60°C. OcTtatok oummiaroT ¢ momoripio BOKX
(YMCTriartC18, mompmxHas ¢asza: Boga/MeCN (10 MM OukapOonata ammonwms)). [lomyueHHyIO (pakiuio
KOHIICHTPUPYIOT MPOAYBKO# Bo3myxa mpu 60°C ¢ moTy4eHueM YKa3aHHOTO B 3arojioBke coequaeHus (12,7 mr).

MC: [M+H]" 458,1.

ITpumep 206.

N-(1tuc-2-(6ndenni-3-ummeTn)- | -(UKIomPOMIKapOOHIIT ) TUPPOTUANH-3 -HIT)METAHCY Tb(POHAMU.
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K cmecn N-(muc-2-(6udennn-3-mmerin)nmupponuaus-3-mi)Merancyiabdonamuna (52,0 mr), TEA (47,8 mr)
u TI'® (1,2 mi1) mpu KOMHATHOH TeMIieparype No0aBiIfIOT nuKiIonponankapooHmixitopua (32,9 mr). Cmech
TIepEeMEIINBAIOT IIPU KOMHATHON TemmepaType B TeueHrne 50 MUH, 3aTeM BBUIMBAIOT B BOJHBIN PacTBOp THAPO-
KapOOHaTa HATPHUS M SKCTPArHpyIOT MONyYSHHYIO CMech dTmianeratoM. OpraHudecKuii cJIoi OTAENSIOT, Ipo-
MBIBAIOT HACBHIIICHHBIM PAaCTBOPOM COJIM, CYIIAT HaJ Oe3BOMHBIM CYNIH(ATOM Maruvs W KOHLIEHTPUPYIOT IPH
TIOHIKEHHOM JaBiieHNH. OCTAaTOK OYHIAIOT C IMOMOINBI0 KOJIOHOYHOHM XpomaTorpaduu Ha CHIHKareie (MeTa-
HOJI/THJIALIETAT) C TIOJyYeHHUEM TBEPAOTO BellecTBa. TBEpIOE BEIMIECTBO COOMPAIOT QHIIbTpAIMEeH U TPOMBIBA-
FOT CMECBIO U30TIPONMIIOBBIH d(HUp/TeKCcaH ¢ MOydeHNEM YKa3aHHOTO B 3aroyioBke coeanaenus (38,0 mr).

'H SIMP (300 MI', CDCl3) & 0,07-0,62 (2H, m), 0,72-1,08 (3H, m), 1,71-1,91 (1H, m), 2,23-2,36 (1H, M),
2,49-2,74 (2H, m), 2,92-3,06 (2H, m), 3,22 (1H, 11, J=13,1, 3,0 I'), 3,47-3,76 (2H, m), 3,96-4,10 (1H, m), 4,52-
4,80 (2H, m), 7,17 (1H, 1, J=7,6 T'm), 7,30-7,49 (6H, m), 7,52-7,58 (2H, m).

ITpumep 209.

N-(1ue-2-(oudennn-3-mimern)- 1 -n300y THPUIUPPOITAANH-3 -WIT)METaHC Yy Ib(OHAMIT.

K cmecn N-(muc-2-(0udennn-3-mmetin)nupponuaus-3-mi)Merancyiabdonamuna (51,2 mr), TEA (47,0 mr)
u TT'® (2 mn) mpu 0°C mobaBmusror 2-metmwinponaHowtxiopuna (24,8 mr). Cmeck nepememmsatot mpu 0°C B
tederne 30 muH, 3aTeM K cMecu nipu 0°C 100aBISIFOT BOAY W OKCTPAruPYIOT MOJTYICHHYIO CMECh dTHIIALIETATOM.
OpraHu4ecKuii CI0H OTAEISAIOT, IPOMBIBAIOT HACKIIIEHHBIM PAacTBOPOM COJH, CYIIaT HajJ Oe3BOTHBIM Cyib(da-
TOM Marys U KOHIICHTPHUPYIOT MIPX MOHMKEHHOM JaBieHUH. OCTaTOK OYMIIAIOT C TOMOIIBI0 KOJIOHOYHOH Xpo-
MaTtorpaduu Ha criMKarene (MeTaHoj/aTunaneTar). [loaydeHHOe TBEpI0€ BEMIECTBO MEPEKPHUCTATIIN30BEIBAIOT
W3 CMECH ITHJIAIETAT/TEKCaH C TIOJIyYeHHEeM YKa3aHHOTO B 3arojioBke coequHeHus (29,0 mr).

'H SIMP (300 MI'u, CDCl3) & 0,50-1,19 (6H, m), 1,71-2,51 (4H, M), 2,54-2,74 (1H, m), 2,87-3,09 (2H, M),
3,11-3,27 (1H, m), 3,38-3,84 (2H, m), 3,91-4,09 (1H, m), 4,23-4,55 (1H, m), 4,57-4,74 (1H, m), 7,09-7,62 (9H, m).

IIpumep 210.

OnTuuecku AKTUBHBIN N30TIPONHII-IIHC-3-((METHICYIL(OHIIT)aMIHO)-2-((2-pennn-1,3-trnazon-4-
WJT)METHII) [TUIIEPUANH- | -KapOOKCHIIaT.

Panemar (82 wmr) wu3onponui-uuc-3-((MeTmicynbhoHMT)aMuHO)-2-((2-pennn-1,3-tuazon-4-
WUT)METHII) TUTIEPUANH- | -KapOOKCHIIaTHA Pa3IeIsFoT ¢ TOMOIIBIO CBEPXKPUTHYECKOH (IIronIHOM Xpomarorpa-
¢um (SFC) (xkonmonka: CHIRALCEL ODH (TB001), 4,6 mm IDx150 mm L, npousBoactsa Daicel Chemical In-
dustries, monBwxkHas (aza: TUOKCHI yriaepoaa/MeraHon=770/230) ¢ moaydeHHEM yKa3aHHOTO B 3arojIOBKE CO-
enuHenust (381 mr) (ppakuust ¢ OOTBIINM BpEMEHEM yIICPKUBAHHU).

'H SIMP (300 MI'u, CDCl5) 8 0,96-1,24 (6H, m), 1,60-1,87 (3H, M), 2,08 (1H, 1, J=9,5 T'm), 2,78-3,07 (5H,
M), 3,30 (1H, mn, J=14,6, 6,2 I'n), 3,52-3,76 (1H, m), 4,05 (1H, 1, J=14,8 I'm), 4,67-4,90 (2H, ™), 6,31 (1H,
ym.c), 7,02 (1H, ¢), 7,38-7,52 (3H, m), 7,89-8,04 (2H, m).

ITpumep 213.

Nzomnpornui-nuc-3-((MeTHICYTh(HOHIIT)aMHUHO )-2 -(TUPUANH-3 -HIME THIT ) TUTIEpUINH- | -kapOoKcHaT.

A) tpeT-bytn-2-((6-X10pIHpUIuH-3-HIT)METHII)-3-0KCOMUTIEPUINH- | -KapOOKCHIIaT.

K cmecu tpeT-0yTrin-3-okconmnepuan- 1 -kapookcunara (2,00 r) u Toryona (20 M) mpyu KOMHATHON TEM-
neparype no6asisiror nuppoauauH (0,857 r). CMech nepeMelnBaioT B TeUeHHe 15 MUHYT M KOHLECHTPUPYIOT
npy TOHIKeHHOM faBieHur. Octatok pactBopsoT B CH;CN (20 M) ¥ K IOTYYEHHOMY PacTBOpY JOOABISIOT
2-xnop-5-(xnopmerum)mupuaut (1,63 r) u TBAI (0,742 r). CMech KHIIATAT ¢ 0OpaTHBIM XOJIOJUIBHUKOM B Te-
yeHue | 4 ¥ pa30aBiIAIOT PEaKIMOHHYIO CMeCh BOJ0H. CMeCh 9KCTParupyroT 3TWIANIETATOM U 3KCTPaKT KOHIICH-
TPUPYIOT NPH MIOHIWKEHHOM JiaBiieHre. OCTaTOK OYHMIIAIOT KOJIOHOYHOW XpoMmarorpadueil Ha cuiuKaresne (3Ti-
areraT/rekcaH) ¢ MOJIyYeHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (1,61 r).

MC: [M+H]" 325,3.

B) tper-byTumi-iuc-3-amuHO-2-((6-XTOpIUPHINH-3 -WIT)METHI) TUTIEpUIUH- | -kapOoKkcuarT.

K cmecu tpeT-0yTHi-2-((6-XI0pmUpruInH-3 -HIT)METHII)-3 -OKcomuTepuanH- 1 -kapookcunata (1,61 1), TT D
(15 mur) m MeOH (15 mur) mpy KOMHATHO#M TeMIieparype J00aBistoT amerat ammoHus (3,82 r). Cmech mepeme-
MIMBAIOT MIPU KOMHATHOM TeMIepaType B T€4eHHEe | 4 M 3aTeM K CMECH IO00aBISIOT TPHUAIICTOKCHOOPOTHIPHT
Hatpus (2,10 ). CMech nepeMenIMBaioT B TeYeHHUE HOYH MTPU KOMHATHON TEMIIEpPaType, BUIMBAIOT B HACKHIIICH-
HBII BOAHBIH PacTBOp I'MApOKapOOHATa HATPHS MPU OXJIAKICHUH JIBJOM U HKCTPAarupyloT stunaneraroM. Opra-
HUYECKUH CIIOW OTIEJSIOT, TPOMBIBAIOT BOJOW M HACHIIICHHBIM PACTBOPOM COJIM, CYIIAT Haj O€3BOIHBIM CYJIb-
(aToM MarHusl ¥ KOHLEHTPUPYIOT MPU MOHKEHHOM jaBieHHH. OCTaTOK OYMINAIOT C MOMOIIBI0 KOJIOHOYHOH
xpoMmartorpadun Ha cuiukaresie (NH, metaHos/sTrnanerar) ¢ mojy4eHHEM YKa3aHHOTO B 3arojIOBKE COEIIUHE-
Hus (567 mr).

MC: [M+H]" 326,2.

C) tper-byrun-nmc-2-((6-xmopnupunuH-3-un)MeTnn)-3-((MeTHICYTbGOHMIT)aMHUHO )TUTICPUINH- | -
KapOOKCHIIaT.

K cMmecu tper-OyTHi-nnc-3-amMuHo-2-((6-XIOPTTUPHANH-3 -FIT)METHI ) TUIIEPUIHH- | -kapOokcmnata (567 Mr),
TEA (264 mr) u TI'® (8 M) mpy KOMHATHOH TeMIlepaType NOOaBISIOT MEeTaHCYIb()OHOBEIN aHTUApU (364 MT).
CMmech TepeMenInBaroT NPy KOMHATHOM TeMIepaType B TedeHne 2 4 M 3aTeM KOHICHTpHpYIoT. OCTaToK O4H-
IIAIOT C TOMOIIBI0 KOJIOHOYHOH XpoMaTorpaduu Ha CHIMKarese (3THIaleTaT/TeKcaH) ¢ MoJy4YeHHeM yKa3aHHO-
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TO B 3arOJIOBKE coeauHeHus (650 mr).

MC: [M+H]" 404,2.

D) Murunpoxiopun N-(mrc-2-((6-XI0pmupuanH-3-1T)METHI ) TATIEPUINH-3 -HT)METaHCYTb(HOoHAMUIA.

CMmech TpeT-0yTmin-muc-2-((6-XIopmupuauH-3 - )METHI)-3 -((METHICYJIH()OHMII ) aMIHO ) THTIIEPU T H-
1-kapOokcunara (645 MT) U pacTBOpa COJSTHON KHUCIOTHI B MeTaHouIe (776 MT) TIepeMelIBaiOT B TeUCHUE HOUU
IpU KOMHATHOH Temneparype. CMech KOHIICHTPUPYIOT MPU MOHMKEHHOM JABJICHUH C MIOJIYyYEHHEM yKa3aHHOTO
B 3aroJIoBKe coequHeHus (557 mr).

MC: [M+H]" 304,1.

E) Wsonponun-uuc-2-((6-x10pnupuanH-3-m1)MeTnd)-3-((MeTmIcy1b(OHIWIT)aMUHO ) TUIIEPUANH- | -
KapOOKCHJIaT.

K cmecn N-(1uc-2-((6-X10pmupHIrH-3-1T)METHI) TMIEPUINH-3-1un)MeTancybponamuaa (200 mr), TEA
(215 mr) u TT'® (5 M) mpu KOMHATHOW TemriepaType A00aBisitoT 2M pacTBOp M30MPONMIXJIOppopMHUara B To-
ayone (0,319 mi). CMech nepeMeInBaoT B TEYEHHE HOUM ITPH KOMHATHOH Temneparype. K cmecn nob6asmisior
HaCBIIIEHHBIH BOAHBINA PacTBOp T'MApPOKapOOHAaTa HATPUS M SKCTPArupyroT MOJTYYEHHYIO CMECh JTHIIALETaTOM.
OpraHuyeckuii cIoi OTAENAIOT, IPOMBIBAIOT HACHIIICHHBIM PAacTBOPOM COJIHM, CyHIaT Haj OE3BOIHBIM Cyib(a-
TOM MAarHvsi ¥ KOHICHTPUPYIOT NP MOHWKEHHOM JaBiieHHH. OCTaTOK OYMINAIOT C MOMOMIBIO KOJIOHOYHOH XpO-
MaTtorpaduu Ha CHIIMKarese (dTUIAETaT/TeKCaH) ¢ TOJyYeHHEeM YKa3aHHOTO B 3aroJIOBKE coeuHeHUs (222 MrT).

MC: [M+H]" 390,2.

F) Nzonponmi-iuc-3-((MeTuicymbGOHMIT )aMHHO )-2-(TAPUIUH- 3 -UIIMETHI ) TUITePUANH- | -KapOOKCHIIAT.

CMmech u3onmpomui-iuc-2-((6-XIopmupuanH-3 -1 )METHI)-3 -((METHICYJIH()OHMIT ) aMIUHO ) THTIIEPU T H-
1-xap6okcmiara (91,0 mr), 5,5% namtagus Ha yrae (30 Mr) u oTanona (5 MIT) EPEMENINBAIOT IPH KOMHATHOH
TeMIiepaType B HOpMaJbHOH aTMocdepe Bogoposa B TeueHue 2 nueil. Karammzarop ymaisior ¢uiabTpanueid u
($uUIBTPaT KOHLEHTPUPYIOT MIPY NOHIKECHHOM JaBJICHHH. AHAJIOTUYHYIO PEAKIHIO MTPOBOAAT C MCIOIb30BaHUEM
M30IpOIII-IIHC-2-((6-XI0pIUpUANH-3-m1)MeTH) - 3-((MEeTHIICY b () OHMIT ) aMHHO ) TUTIEPUAMH- | -KapOoKcuaTa
(117 wr), 5,5% namnagus Ha yrie (40 mr) u stanona (5 ). OObeIMHEHHBIE OCTAaTKH OYHIIAIOT C ITOMOLIBIO
KOJIOHOYHOM Xpomartorpadun Ha cwukarene (NH, sTuimamerar/rekcal) ¢ MoJydeHHEM YKa3aHHOTO B 3ar0JIOBKE
coenuHeHus (144 mr).

'H SIMP (300 MI'u, IMCO-dg) 8 0,49-1,13 (6H, m), 1,49 (1H, ym.c), 1,60-1,82 (3H, m), 2,81-2,91 (2H, m),
2,92-3,07 (4H, m), 3,35-3,50 (1H, ™), 3,85 (1H, n, J=14,4 T'n), 4,26-4,67 (2H, ™), 7,27 (1H, ym.c), 7,39 (1H,
yir.c), 7,54 (1H, ar, J=7.8, 2,0 T'm), 8,36 (2H, x, J=2,3 T'm).

ITpumep 214.

W3omnponun-nuc-3-((MeTuncyibhoHwm)aMuHO )-2-(( 1 -peHmmunepuInH-3 -11)ME T ) TATIE U H- 1 -
KapOOKCHIIAT.

A) Uzonponmi-iuc-3-((MeTHICYIIb(OHIIT)aMUHO ) -2 -(MUITEpUANH-3 -UIMETHI) TUIIEPUIUH- | -KapOOKCHIIaT.

Cmecp  m3onponmiI-nuc-3-((MeTHICYIb()OHIIT)aMHHO )-2-(TUPUIHH-3 - AIIME THII ) TUNIEPUANH- | -kapOoKcniata
(142 mr), 5% ponus Ha yrie (Bnaxsaocts 50%, 30 mMr), MeOH (25 mit) 1 yKcycHOW KHCTIOTHI (5 MII) HEPEMEILIMBAIOT B
atMocepe Bogopona (3 Mlla) npu 50°C B teuenue 3 4. Katanuzarop ymansior GuiabTpanueid u GUiIbTpaT KOH-
LEHTPUPYIOT MPH HOHKEHHOM JaBiieHnd. OCTaTOK OYHMINAIOT C MOMOIIBI0 KOJOHOYHOH XpoMaTorpaduu Ha
cumkarene (NH, sTunaneTar/rekcan) ¢ moxydeHHeM YKa3aHHOTO B 3arojioBke coequHeHus (140 mr).

MC: [M+H]" 362,2.

B) W3omnpornmi-ninc-3-((MeTuncynbhoHwI ) aMuHo )-2-(( 1 -peHmmunepuInH-3 -11)ME T ) TATIEpUTAH- 1 -
KapOOKCHIIAT.
K cMecH M30MPONHI-IUC-3-((METUICYIIH(MOHMIT ) aMIHO )-2 -(TTUITEPUIHH- 3 -UIIMETHI ) TUTIepUANH- | -

kapOokcmiaTa (28,6 mr), 6pombenzona (24,8 mr), kapoonata 1e3us (103 mr) u t-AmOH (1 mur) mpu KOMHATHOH
temneparype nobasisror Pdy(dba); (7,24 mr) u aumukinorekcmi-(2',6'-auu3onponokcudup eHmn-2-un)pochun
(7,38 mr). CMech KAIATAT ¢ 00paTHBIM XOJIOJUIBHUKOM B aTMoc(epe a3oTa B TedeHue 4 4. K cmecn noGasinsior
BOJy M DKCTParkpyloT MOJy4YeHHYI0 cMech aThiareraToM. OpraHudeckuil ciIoil OTAENSIOT, IPOMBIBAIOT HACHI-
IIEHHBIM PacTBOPOM COJIM, CyIIAaT HaJ OC3BOAHBIM Cyab()aTOM MarHus ¥ KOHIECHTPUPYIOT NPH IMOHM)KEHHOM
napieHn. OCTaTOK OYMINAIOT C TOMOIIBIO KOJIOHOYHOHM XpoMmaTorpaduu Ha cuiinkarelse (3THianeTaT/Tekcan) ¢
MOJIy4YEeHHUEM YKa3aHHOTO B 3aTOJIOBKE coeuHeHus (23,6 mr).

'H SIMP (300 MI'n, IMCO-dg) & 0,92-2,04 (18H, m), 2,22-2,45 (1H, M), 2,55-2,87 (2H, M), 2,92 (3H, ¢),
3,20-3,64 (2H, m), 3,79 (1H, ym.c), 4,43 (1H, ymr.c), 4,76 (1H, xBuH, J=6,2 'm), 6,72 (1H, T, J=7,2 '), 6,90
(2H, nn, J=8,5, 3,2 I'ny), 7,09-7,27 (3H, m).

ITpumep 227.

N-(1tuc-2-(6ndennn-3-ummeTn)- 1 -(2,2- TuMeTHIITPOTIaHO VIT ) TUPPOJTHAMH-3 -HIT ) METAHC Y Ib(OHAMU.

K cmecu runpoxmopuna N-(1uc-2-(0ubeHmI-3-uaMeTHI ) TUPPOITUANH-3 -1 )MeTancynbponamuaa (40 mr),
nuBaanHOBOHM kucnotThl (13,4 mr), HATU (49,7 mr) u JIM®A (0,5 mn) npu 0°C mobasnsior TEA (33,1 wmr).
CmMech nepeMennBaloT TPy KOMHATHOH Temneparype B TedeHue 30 MHH, 3aTeM K cMecH J0OaBIISIOT HAaChILIECH-
HBII BOAHBIH pacTBOp rHApoKapOOHaTa HATpHs M SKCTPArupyroT MOJIYYEHHYIO cMech dTHianeratoM. Oprannye-
CKHH CJIOH OTIENSIOT, MPOMBIBAIOT BOAOHM M HACKHIIICHHBIM PAaCTBOPOM COJIH, CYIIAT HaJx OE3BOAHBIM CYIb(haToM
HaTpysl ¥ KOHIEHTPUPYIOT IPH ITOHW)KEHHOM JaBiieHuH. OCTaTOK OYHIIAIOT C IIOMOIIBIO KOJIOHOYHOM XpOoMaTo-
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rpadun Ha CHIMKaresie (METaHOJ/STHIIALETAT) C MOJyYeHHEM YKa3aHHOTO B 3arojloBKe coequHeHus (39 mr).

'H SIMP (300 MI'u, CDCl3) & 1,26 (9H, c¢), 1,89-2,05 (1H, m), 2,20-2,34 (1H, m), 2,45 (3H, ¢), 2,78-2,93
(1H, m), 3,19-3,29 (1H, m), 3,62-3,77 (2H, m), 3,89-4,04 (1H, m), 4,45 (1H, n, J=8,3 I'm), 4,70-4,80 (1H, m),
7,30-7,49 (6H, m), 7,52-7,62 (3H, m).

[Tpumep 254.

N-(1tuc- 1 -(nukmodytmikapoonmn)-2-((2-(3-propdennn)-1,3-Trazon-4-un)MeTHIT ) TUPPOTHIUH-3 -
WI)METaHCyTb(HOHAMUI.

A) 2-bpom-4-(6pommeTii)-1,3-Tnazon.

K cmecm (2-6pom-1,3-tnazon-4-mn)meranona (5,0 r) u TI'® (50 mu) npu 0°C moGaBusioT TpuOpOMHUL
dbocdopa (6,97 r). CMech IepeMenIMBaIOT B TEUCHHE HOYHM B aTMochepe a30Ta Mpu KOMHATHOW TeMIlepaType.
CMech BBUIMBAIOT B JICISIHYIO BOJy P KOMHATHOM TeMIlepaType M SKCTparupyroT sTmianeratoM. Oprannye-
CKHH CIIOH OTHEISIOT, IPOMBIBAIOT HACKIIIIEHHBIM PAaCTBOPOM THIpOKapOOHaTa HATPHS U BOJOH, CymiaT Haj Oe3-
BOJHBIM CyJb(aTOM MarHusi ¥ KOHLEHTPHUPYIOT NPU HOHMXEHHOM JaBlieHHH. OCTaTOK OYHIIAIOT C ITOMOIIBIO
KOJIOHOYHOW Xpomartorpaduu Ha cuiimkarene (3TWIANeTaT/TeKcaH) ¢ MOJIyYeHHEM YKa3aHHOTO B 3ar0JIOBKE CO-
enunenus (3,90 r).

MC: [M+H]" 255,7.

B) tper-byTmin-2-((2-6pom-1,3-Trazon-4-m1)MeTH)-3-0KCOTTMPPOTUANH- | -KapOOKCHIIaT.

K cmecu Tper-O0yTri-3-okconupponuana-1-kapookcmiara (20,2 1) u Toxyona (200 mMi1) mpu KOMHATHOH
TeMIieparype n1o06apistoT nupposuauH (8,53 1). CMech KHIATAT ¢ 0OpaTHBIM XOJIOIMIIBHUKOM B TSUCHHE HOYH U
3aTeM KOHIeHTpHUpyIoT. Octatok cmemmBaroT ¢ CH3CN (200 mur) u k moJry9eHHO# cMecH o0aBisitoT 2-6pom-4-
(6pommeTtmn)-1,3-trazon (14,0 ), TBAI (4,03 r) u CH3CN (200 mu) pu 80°C. CMmech iepeMenBaioT B aTMO-
cdepe azora npu 8§0°C B TeueHHe 3 4 U 3aTeM KOHLIEHTPHUPYIOT IIPH MOHWKEHHOM JaBjieHHH. CMeCh BBUIMBAIOT
B BOJYy M 9KCTparupyoor stuianetatoM. OpraHudeckuil cliod OTHEISIIOT, NPOMBIBAIOT BOJOH M HACHIIICHHBIM
pacTBOpPOM COJH, CyIIaT Hajx O0e3BOJIHBIM CyJIb(aToM MarHus ¥ KOHIECHTPUPYIOT NPH MOHWKEHHOM JaBJICHHH.
OcTaToK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha cuirkaresie (3THIAleTaT/TeKcaH) ¢ MOoTyYeHHU-
€M yKa3aHHOTO B 3arosioBke coeaunenus (13,5 r). MC: [M-H] 358,8.

C) tper-byrni-niuc-3-amuno-2-((2-6pom-1,3-THaz0i-4-m)Me T TMPPONIUANH- | -KapOOKCHIIaT.

K cmecn Tper-O0yTmn-2-((2-6pom-1,3-tnazon-4-un)Metnn)-3-okconuppoauann- 1 -kapookcmnara (13,6 1),
dbopmmara ammonust (25,0 t) m MeOH (40 ™M) mpu KOMHATHOW TemmepaType n00aBisioT Xiop[N-[4-
(muMeTnmamMuHO ) eHmI|-2- mupuIuHKapOookcaMuaaTo [(neHTameTuanukionenTaaneann)upuauia(I11), (0,454 ).
CMech KHIATAT ¢ OOpaTHBIM XOJIOMMIBHUKOM B T€UeHHE 2 4. PeakumoHHBIA pacTBOp KOHLIEHTPHUPYIOT. [lomy-
YEHHBIH OCTATOK Pa30aBISIOT STUIAIIETATOM, IPOMBIBAIOT CMECHIO HACHIIIICHHOTO PACcTBOPA COJIM M HACKHIIICHHO-
TO BOJHOTO pacTBOpa THApPOKapOOHATa HATPH, CyIIaT HaJ OE3BOIHBIM CYIb(PATOM HATPUSA M KOHIECHTPHPYIOT
NP TOHM)KEHHOM JaBJIEHUH C ITOJyYEeHHEM YKa3aHHOI'O B 3arojloBKe coeanHenus (6,18 r).

MC: [M+H]" 362,1.

D) tper-byrni-nuc-2-((2-6pom-1,3-tnazon-4-um)metnn)-3-((MEeTHICYIIE(OHIIT)aMHUHO ) TUPPOJIHTUH- | -
KapOOKCHJIaT.

Cmech TpeT-OyTmi-ic-3-amMmuHo-2-((2-6pom-1,3-Tnazomn-4-um)MeTn) mupposiuH-1 -kapookcunara (145 wmr),
TEA (81 mr) u TT'® (2 M) nepememmBaroT npu 0°C u 3aTem k cmecH nipu 0°C 106aBisitoT MeTaHCYTb()OHOBBIH
aarunpun (91 mr). PeaknmuoHHy0 cMeCh KOHIICHTPUPYIOT MPH MOHMKCHHOM JAaBJICHUH W OCTATOK OYHIIAIOT C
TTOMOIIBIO0 KOJIOHOYHOUW XpoMaTorpaduul Ha CHIIMKarelse (ITUANeTaT/TeKcaH) ¢ MOJyICHHEeM YKa3aHHOTO B 3a-
TOJIOBKE coequHeHUs (53 MT).

MC: [M+H]" 440,0.

E) N-(muc-2-((2-6pom-1,3-tnazon-4-un)metni)- 1 -(MUKI0OyTUIKAP OO HILT ) TUPPOTU AN H-3 -1 )Me-
TaHCyIb(poHaMUI.

tper-byrmin-nuc-2-((2-6pom-1,3-tnazon-4-um)meTnin)-3-((MeTHICY I OHIIT)aMHHO ) TUPPOITH IHH- 1 -
kapOokcuiar (650 mMr) u 4M pacTBOp CONSTHON KHCIIOTHI B dTHiianerare (7,38 Mi1) cMEunBaroT MpH KOMHATHOH
temneparype. Crnycta 30 MUH peakIMOHHBIN pacTBOp KOHUEHTPHUPYIOT. I1oiIyueHHBI 0CTaTOK CMEIIMBAIOT C
Tr'® (7,5 M) u TEA (747 mr) u k cmecu nipu 0°C 100aBIsr0OT NUKI00yTaHKapOoHmIXIopun (262 mr). Cmech
MepeMEIINBalOT NPU KOMHATHOM TeMIlepaTrype B TedeHHe | 4, 3aTeM K peakIMOHHOMY pPacTBOpY I0OaBISIOT
HACHIIIEHHBIH PAacTBOP COJMM M MOJYYCHHYIO CMECh KOHIICHTPHUPYIOT INPH IOHIDKEHHOM HaBieHHH. OCTaToK
OYHIIAIOT C TTOMOIIBIO0 KOJIOHOYHOH Xpomatorpaduu Ha cUIHKarene (I3THJIAIETaT/TeKCaH) ¢ MOJIyIeHHEM yKa-
3aHHOTO B 3aroJIOBKE coeuHEeHUS (422 MT).

MC: [M+H]" 422,1.

F) N-(uwuc-1-(uxnooyrunkapoonmin)-2-((2-(3-propdenun)-1,3-Trnazomn-4-ui)MeTHI) TUPPOTHUINH-3 -
WII)METaHCYIb()OHAMHU.

K cmecn  N-(muc-2-((2-6pom-1,3-tnaszon-4-un)merni)- 1 -(ukno0y THIKapOOHNIT ) TUPPOIUIUH-3-
wn)Metancyinbhonamuga (60,0 mr), 3-(dropdenun)doponoBoit kucnotsl (29,8 mr), kapbonata xamus (40,2 mr),
Bos! (0,40 M) 1 DME (1,2 mi) mpu xoMHaTHOH Temmepatype nodasisor (A-taPhos),PdCl, (5,7 mr). Cmech
nepeMernBaroT B atMmocdepe azora npu 80°C B Teuenune 3 4. PeakIMOHHYI0 CMECh OUHIIAIOT ¢ IOMOIIBIO KOJIO-
HOYHOW Xxpomarorpaduu Ha cunmkaresne (NH, stunanerar/rekcan) ¥ KOJOHOYHOHW Xpomarorpauy Ha CHIIMKA-
rese (3TUIANETaT/TeKCaH) U MOJydeHHOE COSTUHEHHE PACTUPAIOT B CMECH TUATHIIOBBIN (HUp/TeKCaH ¢ MoTyde-
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HHEM YKa3aHHOT'O B 3aroJIoBKe coeanHeHus (35,2 mr).

'H SIMP (300 MI', CDCly) & 1,33-1,52 (1H, m), 1,81-2,58 (7H, m), 2,94-3,45 (7H, M), 3,61 (1H, ax,
J=14.8, 6,1 T'm), 4,00-4,21 (1H, m), 4,30-4,59 (1H, m), 6,94-7,04 (1H, m), 7,10-7,20 (1H, m), 7,39-7,51 (1H, m),
7,59-7,68 (1H, m), 7,69-7,79 (1H, m), 8,12 (1H, 1, J=9,1 I'n).

ITpumep 255.

N-(1tuc- 1 -(mukmobyTmikapoonmn)-2-((2-(2-propdennn)-1,3-Trazon-4-un)METHIT ) TUPPOTHIUH-3 -
WI)METaHCyTb(HOHAMUI.

K cmecu N-(muc-2-((2-6pom-1,3-tnazon-4-mn)metun)- 1 -(MUKI00y THIKAPOOHIIT ) TUPPOTUINH-3 -
nn)MerancyisporHamuaa (60,0 mr), (2-propdhennn)ooponoBoit kucnotsl (30,0 Mr), kapbonara kamws (40,1 mr),
Bozb! (0,40 M) 1 DME (1,2 mur) mpu KOMHaTHOU Temrieparype nobasisior (A-taPhos),PdCl, (6,0 mr). Cmech
nepeMernBarT B atMmocdepe azora npu 80°C B Teuenune 3 4. PeakIMoOHHYI0 CMECh OYHIIAIOT ¢ IOMOIIBIO KOJIO-
HOYHOH xpomarorpaduu Ha cuwimkarene (NH, sTunaneraT/rekcaH) U KOJOHOYHOH XpoMaTtorpauu Ha CHIIHKa-
reyie (dTUNAIETAT/TEKCAH) U 3aTeM IMOJIYYEHHOE COCJMHEHHE PAacTUPAOT B CMECH IMATHIIOBBINA 3up/rekcaH c
MOJTY4YEeHHUEM YKa3aHHOIO B 3ar0JIOBKe coenuHeHus (38,2 mr).

'H SIMP (300 MI', CDCly) & 1,23-1,43 (1H, M), 1,82-2,59 (7H, m), 2,94-3,46 (7H, M), 3,66 (1H, ax,
J=14,8, 5,7 T'm), 4,01-4,19 (1H, m), 4,30-4,62 (1H, m), 7,02-7,12 (1H, m), 7,16-7,25 (1H, m), 7,28-7,36 (1H, m),
7,38-7,49 (1H, m), 8,14-8,29 (2H, m).

IIpumep 256.

N-(1tuc- 1 -(mukmodytmikapoonmn )-2-((2-(2,3-mudropdennn)-1,3-Trazon-4-min)MeTHIT ) THPPOTHIAH-3 -
WI)METaHCYTb(HOHAMUI.

K cmecm N-(mmc-2-((2-6pom-1,3-trazon-4-mwir)MeTwn)- 1 -(ITuKI100y THIKaApOOHUI ) TUPPOTHINH-3 -
nn)Merancyinsponamuaa (60,0 wmr), (2,3-mudropdenmn)dooponoBoit kuciotel (35,0 mr), kapOoHara Kamus
(40,1 wr), Boas! (0,40 mur) u DME (1,2 mut) mpu koMHaTHOH TemmepaTtype m00aBisioT (A-taPhos),PdCl, (6,0 mr).
CMmech nepemenmBarT B atMocdepe azora npu 80°C B TeueHue 3 4. PeakMOHHYIO CMECh OYMIIAIOT C TIOMO-
IIBIO KOJIOHOYHOM XpoMmaTorpaduu Ha cunukarene (NH, stunanerat/rekcaH) 1 KOJOHOYHON XpoMaTorpaduu Ha
cuiIMKarese (3TUialleTaT/TeKcaH) U pacTHUPArOT MOJIYYEeHHOE COSAMHEHUE B CMECH JIUATHIIOBHINA 3dup/rekcaH c
MOJIy4EeHHUEM YKa3aHHOIO B 3aroyIoBKe coenuHeHus (38,4 mr).

'H SIMP (300 MI', CDCl3) & 1,20-1,44 (1H, m), 1,81-2,03 (2H, m), 2,06-2,61 (5H, m), 2,94-3,44 (7H, M),
3,67 (1H, nn, J=14,6, 5,9 T'n), 4,00-4,19 (1H, m), 4,30-4,60 (1H, m), 7,05-7,51 (3H, m), 7,89-8,12 (2H,m).

ITpumep 258.

N-(1tuc- 1 -(mukmodytmikapoonnn )-2-((2-(3,5-mudropdennn)-1,3-Trazon-4-mn)MeTHIT ) TAPPOTHIAH-3 -
WI)METaHCyTb(HOHAMUI.

K cmecu N-(muc-2-((2-6pom-1,3-tnazon-4-mn)metun)- 1 -(MUKI00y THIKAPOOHIIT ) TUPPOTUINH-3 -
nn)Merancynsponamuaa (51,1 wr), (3,5-mudropdenmn)doopoHoBoit KucioThl (25,3 Mr), kapOoHara Kaimus
(35,1 mr), Boast (0,40 mur) u DME (1,2 mut) mpu koMHaTHOH TemmepaTtype m00aBisioT (A-taPhos),PdCl, (3,7 mr).
CMech nepeMenInBaioT B TeUeHHe HOUM B aTMocdepe azora nmpu 80°C. PeakIMoHHYI0 cMeCh OYHUIIAIOT C TTIOMO-
IIBIO KOJIOHOYHOM XpoMaTorpaduu Ha cunukarene (NH, stunanerat/rekcaH) u KOJOHOYHON XpoMaTorpaduu Ha
cuiIMKaresue (3TUiIalleTaT/TeKcaH) U MOJyYeHHOe COSTUHEHHE PAacTUPAIOT B CMECH AMAITUIIOBBIM 3(Hp/TeKCcaH C
MOJIy4YEeHHUEM YKa3aHHOIO B 3arosioBke coenuHenusd (30,2 mr).

'H SIMP (300 MI', CDCl3) & 1,33-1,52 (1H, m), 1,80-2,03 (2H, m), 2,06-2,58 (5H, M), 2,96-3,05 (3H, M),
3,07-3,45 (4H, m), 3,60 (1H, nn, J=14,8, 6,4 I'n), 3,98-4,20 (1H, m), 4,30-4,57 (1H, m), 6,84-6,95 (1H, m), 6,99-
7,10 (1H, m), 7,42-7,53 (2H, m), 7,94 (1H, n, J=8,7 I'n).

ITpumep 259.

N-(1tuc- 1 -(mukmodyTmikapoonmn )-2-((2-henn- 1,3-Tuazor-4-uim)Me T ) TAPP OJTHTAH-3 -HJT) TAKIIOTIPOTIaH-
cynmbhoHAMUI.

A) tper-bytnn-3-oxco-2-((2-hennn-1,3-Trnazon-4-un)MeTHI ) TUPPOTHINH- | -kapOoKcHIaT.

K cmecu tpet-OyTui-3-okconmmpponauant- 1 -kapookcunata (185 mr) m Tomyona (2,00 mir) mpu KOMHATHOR
TeMIieparype n1o00apistoT nuppouauH (85 mr). CMech epeMenmunBaloT P KOMHATHON TeMIlepaType B TEUCHHE
15 MUHYT ¥ KOHIIGHTPUPYIOT TIPH MOHWKEeHHOM naBiennn. OctaTok cmemuBatoT ¢ CH;CN (2 mi) U K ToJTydeH-
HOHM cMmecn no0aBisiioT 4-(xsmopmerun)-2-penmi-1,3-tuazon (105 mr) u TBAI (36,9 mr). Cmech KAIATAT ¢ 00-
paTHBIM XOJIOAWJIFHUKOM B TedeHHE 1,5 4 W 3aTeM peakIMOHHYIO CMeCh pa30aBisiioT Bojoid. CMech dKCTparu-
PYIOT 3THJIAIIETATOM U MTOJTyYSHHBIH YKCTPAKT KOHIICHTPUPYIOT MPH MOHMKCHHOM JaBIeHUH. OCTaTOK OYHIIAIOT
C TOMOIIBI0 KOJIOHOYHOW Xpomarorpaduu Ha CHJIMKArele (STHIAIECTAT/TeKCaH) C MONyYCHHEM YKa3aHHOTO B
3aroJIoBKe coequHeHus (45,3 mr).

MC: [M+H]" 359,1.

B) tper-byTmin-iuc-3-amuHo-2-((2-denwnt-1,3-tra3on-4-mn)Me T TUpp oM aInH- | -kapOokcuiar.

K cmecu tper-0yTmin-3-okco-2-((2-perun-1,3-trazon-4-mi)MeTI ) TUppoauanH- 1 -kapookcmnara (3,66 T),
dbopmmara ammonust (6,44 1) m MeOH (30 M) mpu KOMHATHOW TemmepaType n00aBisioT Xiop[N-[4-
(muMeTnmamMuHO ) heHwI -2 -mupuauHKapookcaMuaaTo |(mearamMmeTiukoneHTanueHnun ) upuanid(Il) (123 wmr).
CMmech mepememnBaloT B atmocdepe aprora mpu 70°C B teuenue 2 4. CMech KOHIICHTPUPYIOT MPH IMOHMKEH-
HOM JIaBJICHWH, OCTaTOK Pa30aBIAIOT ATHIIAIIETATOM, MOJYYCHHYIO CMECh IPOMBIBAIOT HACKHIIICHHBIM BOJIHBIM
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PacTBOpPOM THAPOKAPOOHATA HATPHS W HACBHINICHHBIM PACTBOPOM COJIM M KOHIICHTPUPYIOT MPH MOHIKCHHOM
JIaBJICHUH C TIOJlydeHUEM YKa3aHHOTO B 3arojioBke coequnHeHus (3,42 r).

MC: [M+H]" 360, 1.

C) Ttper-byTtmi-uc-3-((nukmonponmicyabdormt)aMuHo)-2-((2-hennn-1,3-Trua30i-4-11)MeTHIT) TAPPOJIH-
IuH- 1 -kapOokcumar.

K cMmecu tper-Oyrmi-nuc-3-amuHO-2-((2-perm- 1,3-Tra3on-4-min)MeTH ) TUpPpOTUANH- | -kapOoKCcHIaTa
(810 mr), TEA (0,81 mim), DMAP (91,0 mr) no6asmnstor TT'® (5,0 M) u IM®PA (6,0 M) iprr KOMHAaTHOH TeM-
neparype A00aBisSIOT nukiIonponancyibpormaxiopu (0,57 mir). CMech mepeMemnBaloT IpH KOMHATHON TeM-
neparype B TedeHue 2 4. K peakunoHHoi#t cMecn 100aBisioT 5% BOIHBIA pacTBOpP YKCYCHOM KHUCIIOTHI M 3KCTpa-
THPYIOT TOJIydEHHYIO CMeCh dTHianeraToM. OpraHn4ecKuil ciaoil OTAENSIOT, MPOMBIBAIOT BOJOWH W HACHINICH-
HBIM PacTBOPOM COJIH, CYIIAT HaJ OS3BOJHBIM CYIb(})ATOM HATPUS W KOHICHTPUPYIOT MPU MOHWKCHHOM JIaBJe-
HUH. OCTaTOK OYMINAIOT C TIOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha CHiMKaresie (3THIaleTaT/TekcaH) ¢ moiy-
YEeHHEM YKa3aHHOTO B 3arojioBke coequueHus (317 mr).

MC: [M+H]" 464,3.

D) N-(muc-1-(nukaooytunkapoonun)-2-((2-pennn-1,3-Tnazon-4-ua)MeTHI) TUPPOTUIUH-3 -
Y1) IAKJIOTIPOTIAHC Y Tb()OHAMHT.
K cMecH TpeT-0yTuI-1uc-3-((MUKIONponmICyIbGoHuT)aMuHO)-2-((2-hennn-1,3-trnazon-4-

WT)METHN )PP OoTUIuH- 1 -kapbokcnnara (72,0 mr), mukinoneHTiMetni-(2,0 i) 1 MeOH (2,0 mur) mpu koMm-
HaTHOW TeMIiepatype JA00aBisioT 4M pacTBOp COJNSTHON KHCIOTHI B ITUKJIONEHTHIMETHIIOBOM ddupe (2,0 mi).
CmMech nmepeMennBaloT Py KOMHATHOHN TeMIepaType B TeUCHUE 2 9 U KOHLECHTPUPYIOT NPH MOHM)KEHHOM J1aB-
nennu. K ocratky nobasistor IM®A (2,0 mur), TT'® (2,0 M), TEA (0,088 mir) u 1iukino0yTaHKapOOHUITXIIOPU
(0,050 M) 1 nepemMeImIMBaIOT NOTYYEHHYIO CMECh B TEUE€HHE HOYM NPU KOMHATHOM Temmepatype. K peakunon-
HOHM cMecH JT00aBIISIOT BOJY M OKCTPAarupyroT cMech dTmianeraToM. OpraHn4ecKuil ciioi OTAENSIOT, IPOMBIBA-
IOT BOJIOW M HACBIIIEHHBIM PAacTBOPOM COJIM, CYIIAT HaJ| Cyiab(aToM HAaTpHs M KOHLEHTPUPYIOT IPH HOHIKEH-
HOM jaaBieHuH. OCTAaTOK OYMINAIOT C MOMOIILI0O KOJOHOYHOW Xpomarorpaduu Ha cwimkarene (NH, stunane-
TaT/TeKcaH) W KOJIOHOYHOW XpomaTorpadueld Ha cwimkarene (dTwianerat/rekcaH). [lorydeHHOE COeqMHEHHE
ounmaroT ¢ nmomompio BOXKX (C18, moxemxuas ¢asza: Boga/aneroHutpmi (cogepxamuii 0,1% TDVYK)), x mo-
JTyd9eHHOH (pakiuy OOABISIOT HACHIMICHHBIH BOAHBIH pPacTBOpP THIPOKapOOHATa HATPHUSA M IKCTPATHPYIOT
CMECh 3THJIALIETATOM. DKCTPAKT CyIIAT HaJ Cyab(aToM HATpUs U KOHLEHTPUPYIOT IIPU IOHMKEHHOM JIaBIICHHH,
OCTaTOK PacTHUpPAIOT B CMECU OUITHIOBBIN 3(pUp/TeKCaH C MOTyYECHHEM yKa3aHHOTO B 3ar0JIOBKE COEIMHEHHS
(15,5 mr).

'H SIMP (300 MI'u, CDCly) & 0,81-1,44 (6H, m), 1,80-2,53 (7H, m), 3,03-3,53 (4H, m), 3,65 (1H, ax,
J=14,8, 5,7 T'm), 4,03-4,21 (1H, m), 4,45-4,58 (1H, m), 6,88-6,98 (1H, m), 7,41-7,52 (3H, m), 7,88-8,00 (2H, m),
8,11 (1H, 1, J=9,5 I').

ITpumep 261.

N-((28,35)-2-(6udenmn-3-nnmernin)- 1 -(IUKI00y THIKapOOHUIT ) TUPPONTUANH-3 -1 ) METaHC yIIb(HOHAMH ]

A) tpet-bytun-2-(3-6poMOeH3MIT)-3-0KCOMUPPOTHIUH- | -KapOOKCHIIAT.

K cmecu tper-OyTuin-3-okconupponuauH-1-kapookcunata (5,4 ) u tomyona (50,0 M) mpu KOMHATHOH
TeMIieparype 100aBisaioT nuppoauanH (2,49 r). CMech nmepeMenBaioT B TeUeHHe 15 MUHYT U 3aTeM KOHIICH-
TpupytoT. Octarok cmemmBaioT ¢ CH;CN (50 mun) u x cMecu g06aBisroT 1-6pom-3-(6pommermn)oenson (7,29 1)
n TBAI (2,15 r). CMech KUTIATAT ¢ 0OpaTHBIM XOJIOAMJILHUKOM B T€UeHHE | 9 W 3aTeM pa30aBIISIOT BOJOM.
CMech BKCTparupyroT 3THIALETATOM M 3KCTPAKT KOHICHTPUPYIOT IPH MOHIKEHHOM AaBieHuH. OcTaTok odu-
MIAOT C TTIOMONIBIO KOJIOHOYHOH XpoMmaTorpadun Ha cuiMKareie (3THIANETAT/TeKCaH) ¢ MOyIeHHEeM YKa3aHHO-
r0 B 3aroyioBke coenuuenus (4,00 ).

MC, naitneHno: 254,2.

B) tper-byrni-nuc-3-amuno-2-(3-6poMOEH3MIT) IUPPOIUUH- | -KapOOKCHIIaT.

K cmecu Tper-0yTnin-2-(3-6pomo6en3min)-3-okconupponuant-1-kapookcunara (1,54 r), ¢popmuara ammo-
Hus (1,37 r) 1 MeOH (25 mur) npu koMHaTHOH Temneparype 100aBisiroT Xjaop[N-[4-(qumeTniaMuHo)heHn]-2-
nupuIMHKapookcamuaaro |(nenramerwnukiaonentaguenmwn)upuauid(Il) (0,026 r). Cmeck mnepeMemmBaioT B
atMocepe azora rpu 70°C B Teuenue 2 4. 3aTeM CMeCh HEWTPAIN3YIOT HACKHIIIIEHHBIM BOJHBIM PaCTBOPOM THJI-
pokapbonara HaTpus npu 0°C W KOHIEHTPHUPYIOT TPU MOHMKEHHOM JAaBiieHUH. OCTaTOK SKCTPArupyroT dTHII-
arieraTroM. OpraHMYecKHil CII0H OTAEINSIOT, IPOMBIBAIOT HACKIIIEHHBIM PACTBOPOM COJIH, CyIIaT HaJ O€3BOJHBIM
cynb(haToOM MarHus ¥ KOHIEHTPHPYIOT NPH MOHIKEHHOM JaBieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOY-
HOW XpomaTorpaduu Ha cuiuKaresie (METaHOJ/ATHIIAIIETAT) C TIOTydYEeHHUEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHUS
(565 mr). MC, naiineno: 299,2.

C) tper-byrnin-(2S,3S)-3-amuno-2-(3-6poMOEH3MIT) IUPPOTUIHH- | -KapOOKCHIIaT.

Panemar (1,5 1) Tper-OyTun-uuc-3-aMuHO-2-(3-OpoMOEH3HIT ) TUPPOTUINH- 1 -KapOOKCHIaTa pa3aeisioT C
nomonisio BOXX (xomonka: CHIRALPAK AD (AKO001), 50 mm IDx500 mMm L, mpom3Boactea Daicel Chemical
Industries, moxBmxHast ¢aza: rekcan/atanon/audTrnaMuH=850/150/1) ¢ mosydeHneM yKa3aHHOTO B 3arOJIOBKE
coeaunenus (650 mr) (ppaxumst ¢ MeHBIIMM BpeMeHeM ynepxuBanus). MC, nalizeHo: 299,0.

D) tper-bytun-(2S,3S)-2-(3-6pomben3nin)-3-((MeTHICY I OHIIT)aMHHO )TUPPOIHIHH- | -kKapOOKCHIIaT.
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K cmecn Tper-0ytnin-(2S,3S)-3-amuno-2-(3-6pombenznn)nuppoanaus- 1 -kapookeunara (920 mr), TEA
(786 mr) u TI'® (10 mu) ¢ mepeMemMBaHNEM NPU KOMHATHOW TeMmeparype J00aBIsSIOT METaHCYIb()OHOBBIH
aarunpun (541 mr). Conycers 0,5 9 peakiiMOHHYIO CMECh KOHIIEHTPUPYIOT TPH MMOHKEHHOM JaBieHud. OCTaTOK
OYHIIAIOT C TTOMOIIBIO0 KOJOHOYHOH Xpomatorpaduu Ha cUIHKarene (3THJIAIETaT/TeKCaH) ¢ MOJyICHHEM yKa-
3aHHOTO B 3arojioBke coenuHenus (1,05 ).

MC, naiineno: 333,1.

E) T'mapoxiopua N-((2S,3S)-2-(3-6poMOSH3WIT) TUPPOJIAIUH-3 -HIT)METAHC YT (OHAMHU/IA.

K 4M pacTtBOpy COJISTHOM KHCIIOTHI B dTHiarerare (5,42 Mi1) MpuU KOMHATHOW TeMIlepaTtype A00aBISIIOT
TpeT-0yTHi-(2S,3S)-2-(3-6pombeH3mN)-3 -((MeTHIICYTb(HOHMIT)aMUHO )TUPpONINANH- 1 -kapOokcuar (470 wr).
CMech nepeMenInBaloT B TEUEHHE | 4 ¥ 3aTeM KOHICHTPUPYIOT C MOIYYCHHEM YKa3aHHOTO B 3ar0JIOBKE COE/IU-
HeHus (370 wmr).

MC: [M+H]" 333,1.

F) N-((28,3S)-2-(3-6pomben3un)- 1 -(uuKkno0y THIKapOOHHI ) TUPPOITH M H- 3 -1 )METAaHCYJIb()OHAMU.

K cmecu runpoxnopuna N-((2S,3S)-2-(3-6pomOen3un)nuppoauaus-3-uwi)merancynsponamuaa (200 mr),
TEA (274 mr) u TT'® (5 M) mpu KOMHATHOR TeMriepaType IT0o0aBIsioT MUKI00yTaHKapOoHuIxiIopua (96 mr).
CmMmech nepeMemnBaOT IpH KOMHATHOW TeMmeparype B TeueHue 2 4. K cmecu 100aBIsIFOT HACBIIIEHHBIH BOJI-
HBIIl pacTBOp TWApPOKapOOHATa HATPHSA U IKCTPATHPYIOT IOJyYEHHYIO CMech 3THianeTratoM. OpraHm4ecKui
CJIOW OTAENAIOT, MPOMBIBAIOT HACHIIICHHBIM PAacTBOPOM COJIM, CYIIAT Haja OE3BOIHBIM CyIb()AaTOM MarHusl H
KOHILEHTPUPYIOT PU TIOHWXEHHOM JaBiieHHH. OCTaTOK OYHUINAIOT C TIOMOINBI0 KOJOHOYHOH XpoMarorpadun Ha
CHJIHKarese (dTHIANeTaT/TeKcaH) ¢ TIOJydeHHeM YKa3aHHOTO B 3arojloBke coenuHeHus (220 mr).

MC: [M+H]" 415,2.

G) N-((2S,3S)-2-(6ndpennn-3-unmmern)- 1 -(LUKI00y THIIKAp OOHHIT ) TUPPOITH TN H-3 -1 )METaHCYIb()OHAMUI.

Cmech  N-((28,35)-2-(3-6pomben3min)- 1 -(uuKI00y THIIKapOOHIIT ) TP POJTU I H-3 -HJT)METaHCYIb(OHAMHU 1A
(55 mr), penunboponoBoii xkucaoTs! (48,4 mr), XPhos Pd G3 (5,60 mr), 1M BoxHOro pactBopa Tpukanuiidocda-
ta (0,397 ma) u TT'® (1 mu) KUOATAT ¢ OOpPaTHBIM XOJIOMMIBHUKOM B TedeHHe 1 4. PeaknnoHHyI0 cMech KOH-
LEHTPUPYIOT IPH MOHKEHHOM JAaBJICHUH U OCTATOK pa30aBIsioT sTHiIaneTatoM. CMech MPOMBIBAIOT HACKIIICH-
HBIM BOZHBIM PacTBOpOM OMKapOOHAaTa HATPHS M OUYMINAIOT C IIOMOIIBIO KOJOHOYHOH XpoMmarorpaduy Ha CHIIN-
karene (MeTaHon/stunanetar). IlodyueHHOE TBEpAOE BEIIECTBO KPUCTAUIM3YIOT W3 CMECH OSTHIALETAaT-
JUU30TIPOIIIIOBBIN d(DUP-TEKCaH C TIOTYyYEeHHEM YKa3aHHOTO B 3arojioBke coequHeHus (31 mr).

'H SIMP (300 MI', CDCL3) & 1,31-3,01 (11H, m), 3,04-3,79 (4H, m), 3,89-4,74 (3H, M), 7,07-7,63 (10H, m).

ITpumep 262.

N-((2S,3S)-1-(uuknobyTmikapoonnn)-2-((3'-h TopOud eHMIT-3 -1 ) METHI ) TUPPOTUAUH-3 -1 )METAHC Y JTh-
dhonamm.

A) Tper-bytun-(2S,3S)-2-((3"-dTopoudennn-3-um)meTrn)-3-((METHICYIB(POHIIT)aMHHO ) TUPPOIIH IHH- 1 -
KapOOKCHJIaT.

Cmechb Tpet-0yTmi-(2S,3S)-2-(3-6pombensnin)-3-((MeTHIICY b OHMIT)aMHHO )TUPPOITHIANH- | -kapOOKcHIaTa
(2,38 1), (3-propdenun)doponoroii kucnotsl (1,15 ), XPhos Pd G3 (0,139 1), 1M BoAHBIN pacTBOp TPHUKAIIHIA-
¢docoara (16,5 M) u TI'D (50 mi) nepememmBatot nipu 70°C B Teuenne 2 4. CMech KOHIEHTPHUPYIOT IIPH THO-
HIDKCHHOM JaBJICHWH, OCTATOK pa30aBiIsAIOT HACHIILICHHBIM BOJHBIM PacTBOPOM OmKapOOHAaTa HATpHs M 3KCTpa-
THPYIOT CMeCh 3THianeTatoM. OpraHMYeCKUi CIIOH NMPOMBIBAIOT HACHIIICHHBIM PAcTBOPOM COJIH, CYIIAT Haj
6€3BOHBIM CyNb(haTOM MarHusl ¥ KOHIEHTPHPYIOT IPH MOHWKEHHOM AaBieHHH. OCTaTOK OYMIIAIOT C MOMO-
b0 KOJIOHOYHOM Xpomartorpaduu Ha cwmkarene (NH, sTumamerat/rekcaH) ¢ MOIydeHHEM YKa3aHHOTO B 3aro-
JoBKe coequHeHus (2,37 r).

MC: [M+H-Boc]" 349,3.

B) T'mapoxnopun N-((25,3S)-2-((3'-propdudennn-3-ua)MeTiin) nuppoauauH-3-1iI)MeTaHCyIb(poHaMua.

K cmecu Tper-0yrmin-(2S,3S)-2-((3'-propoudenun-3-mm)mernn)-3-((MeTHICYIb(HOHNIT)aMUHO ) TUPPOITHU-
JuH-1-kapOokcmnata (2,37 r) n atunanerara (10 Mi1) mpu KOMHAaTHOH TemmepaType n00aBisroT 4M pacTBop
COJITHOW KHMCJIOTHI B aTmunanerate (26,4 mir). CMech nepeMeInBaioT TP KOMHATHOH TeMIieparype B TeueHHe 2
4. CMech KOHLECHTPHUPYIOT TP MOHWKEHHOM JaBJIEHUH M COOMPAIOT MOJyYEHHOE TBEPIOE BEIIECTBO (HUIBTPa-
1uel ¢ aTmwaneratoM. [lonyueHHoe TBEpioe BEIECTBO MPOMBIBAIOT STHJIALETATOM M CYIIAT C MTOJIYYEHHEM yKa-
3aHHOTO B 3aroJjioBke coenuueHus (1,88 ).

MC: [M+H]" 349,3.

C) N-((28S,3S)-1-(muknooytTrmikap6oumn)-2-((3'-propOud eHn-3 -ua)METHI ) TUPPOTUINH-3 -
WI)METaHCYTb(HOHAMUI.

K cmecu ruapoxnopuma N-((2S,35)-2-((3'-propoudeHnn-3 -min)MeTHI) TUpPpOTHINH-3 -1 ) METAHCYITb(POHA -
muna (1,10 ), TEA (1,45 r) u TT'® (20 mi) npu 0°C no kamisiM JoOaBIAIOT HUKIO0YTaHKapOOHWIXIOPUA
(0,508 ). CMmech nepeMeIInBaroT pu KOMHaTHOH TemriepaType B TeueHue 1 4. K cmecn 100aBisioT HachIIeH-
HBII BOJHBIM PacTBOp rUApoKapOOHaTa HATPHS M KOHLIEHTPUPYIOT MOJYYEHHYIO CMECh IPH MOHIKEHHOM J1aB-
nenuu 1 ynanenus TT'®. OcraBmuiicss BOAHBIA CIOH 3KCTparupyroT 3tunaneraroM. Opranndeckuii cioi oT-
JIETSIOT, TIPOMBIBAIOT HACKHIIICHHBIM PACTBOPOM COJIM, CyIIaT Haj 0€3BOIHBIM Cy/Ib(aTOM MarHusi 1 KOHLCHTPHU-
PYIOT IIpH MOHM)KEHHOM J1aBiieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOHM XpoMaTorpaduu Ha CHIIMKare-
ne (dtunanerar/rekcan). OCTaTOK KPUCTAIM3YIOT U3 CMECH ITHJIAIETAT-TEeKCaH C MOTYYSHHEeM yKa3aHHOTO B
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3arojioBke coequuenus (1,10 r).

'H SIMP (300 MT';, IMCO-de) & 0,91-2,41 (9H, m), 2,53-3,05 (5H, m), 3,09-3,58 (2H, m), 3,75-3,96 (1H,
M), 4,04 4,46 (1H, m), 7,03-7,77 (9H, m).

ITpumep 266.

N-((28,3S)-2-((3-pTopbudenmn-3-um)merun)-1-((1-GTopuukino0yTHIT)KapOOHUI ) TUPPOTHUINH-3 -
WI)METaHCYTb(HOHAMUI.

A) N-((2S,3S)-2-(3-6pomben3mn)- 1 -(( 1 -hTopuuKTo0y THIT)Kap OOHMIT ) TUPPOITHIMH- 3 -HiT )METaHC YT (OHAMMUT.

K cmecu ruppoxiopuma N-((2S,3S)-2-(3-6pomben3mn)nuppoauans-3-ui)Merancyibhonamuaa (100 mr),
1-propumknodyrankapboHoBoi kucioThl (50 mr) u JIM®PA (2 M) mo xamisiM 106aBisroT mobdasmstor HATU
(154 mr) m DIPEA (105 mr). CMech nepeMemmBaroT Ipu KOMHATHOH Temmieparype B Teuenue 2 4. K cmecu m0-
0aBJISIIOT HACBHIIIEHHBIH BOJIHBIN pacTBOp I'MAPOKapOOHATa HATPHS M SKCTPArupyroT HOIYyYEHHYIO CMECh 3THII-
arieraTroM. OpraHUYeCcKUH CIIOI OTAEINSIOT, MPOMBIBAIOT BOAOW M HACHIILICHHBIM PACTBOPOM COJIM, CYIIAT Haj
0€3BO/IHBIM CyNb(}ATOM MarHusi ¥ KOHIEHTPUPYIOT IPH MOHIWKEHHOM AaBieHHH. OCTaTOK OYMIIAIOT C TOMO-
IIBI0 KOJIOHOYHOH XpoMartorpaduu Ha CHIIMKarese (3TUIAIeTaT/TeKcaH) ¢ IOJIydeHUEM YKa3aHHOTO B 3ar0JIOBKE
coenuHenus (109 mr).

MC: [M+H]" 433,1.

B) N-((2S,3S)-2-((3'-dTopbudenmn-3-un)metun)- 1 -((1-bpTopuukio0yTHII ) KapOOHUT ) TUPPOTUTHH-3 -
WI)METaHCYTb(HOHAMUI.

Cmech  N-((2S5,3S)-2-(3-6pomben3mn)-1-((1-pTopIukno0yTrn)kap OOHUIN ) TUPPOTUANH-3 -1 )METAHC Y Th-
dbonamuna (54,4 mr), (3-propdennn)doponoBoii kucyioTsl (52,7 mr), XPhos Pd G3 (5,31 mr), 1M Tpukanmii-
dbocdara (0,377 M) u TT'D (1 mm) nepememmBaroT nipu 70°C B Teuenne 2 4. K cMecn 100aBISIIOT HACHIITICHHBIH
BOJHBIN pacTBOp rHapokapOOHaTa HATPHS M HKCTPArHPYIOT MOIYYCHHYIO CMECh ATHianeraToM. OpraHn4eckui
CJIOW OT/EJNSIOT, MPOMBIBAIOT HACHIIIEHHBIM PAacTBOPOM COJIM, CYIIAT HajJ OE3BOIHBIM Cyab()aTOM Maruus H
KOHILEHTPUPYIOT NPU TIOHWXEHHOM JaByieHHH. OCTaTOK OYHUILAIOT C TIOMOIIBIO KOJOHOYHOH Xpomarorpadun Ha
cunukarene (NH, stunanerar/rekcan). OcTaTok KpHCTAUTU3YIOT U3 CMECH ATHIIALETAT-TEKCaH C IOJydeHUEM
YKa3aHHOTO B 3aroJIoBKe coeinHenus (42,4 mr).

'H SIMP (300 MI', JIMCO-d) & 1,28-2,41 (7H, M), 2,52-2,64 (1H, M), 2,70-2,86 (4H, M), 3,00 (1H, mx,
J=13.8, 6,6 T'm), 3,38-3,63 (2H, m), 3,81-4,00 (1H, M, J=10,2 I'm), 4,37-4,58 (1H, m), 7,12-7,23 (1H, m), 7,24-
7,41 (2H, m), 7,43-7,63 (6H, m).

ITpumep 269.

N-(1tuc- 1 -(mukmodyTrnkapoormn )-2-((2-pennn- 1,3-Tnazon-4-uim)Me THI ) TUPPOTUINH-3-1) - | -h Topme-
TaHCYTb(HOHAMUI.

A) Tper-byrmi-uc-3-(((propmernn)cynbdonmn)amuto)-2-((2-hennn-1,3-Trua3o-4-11)MeTHI) TAPPOJIH-
IuH- 1 -kapOokcumar.

K cmecn Tper-Oyrun-umc-3-amuno-2-((2-gpenu-1,3-rna3oi-4-mi)MeTHI ) TUPPOIHINH- | -kapOoKcuiaTa
(108 mr), DIPEA (58,2 mr) u TT'® (1 mi) npu 0°C nobasnsitor propmerancynbdonmmxiopun (31,8 mr). K pe-
AKI[MOHHOW CMecH 100aBIISIOT BOAY M KOHLIEHTPUPYIOT MOJYYEHHYIO CMECh TIPH IMOHMKEHHOM JaBiieHnu. OcTa-
TOK pa30aBISIIOT ATWIALIETATOM, MOJYYECHHYIO CMECh IPOMBIBAIOT HACKHINICHHBIM PAacTBOPOM COJIM, CYIIAT Hal
0€3BO/IHBIM CyJIb(aTOM HATPHSI M KOHIEHTPHUPYIOT IPY TIOHWKEHHOM JaBieHUH. OCTaTOK OYHUINAIOT C TOMOLIBIO
KOJIOHOYHOW Xpomartorpaduu Ha cuiimkarene (3TWIAIeTaT/TeKcaH) ¢ MOJTyYeHHEM YKa3aHHOTO B 3aroJIOBKE CO-
enuHeHus (62,5 mr).

MC: [M+H]" 456,1.

B) N-(mmc-1-(uukio0yrunkap6onmn)-2-((2-perun-1,3-tna3on-4-uia)Me T ) TUPPOTHIANH-3-1)-1 -
(ropmeraHcyTbHOHAMUI.

K cMmecH TpeT-0yTun-nuc-3-(((dropmerwmn)cynsdorun)amMmuno)-2-((2-bennn-1,3-tuazon-4-
WJT)METHI)TUppOoSuIuH-1 -kap6okeuinara (31,2 mr) m MeOH (0,200 muir) moGasnsitor 4M pacTBOp COJSIHOW KH-
CJIOTHI B TIPOCTOM LUKJIOTIEHTHIMETHIOBOM 3¢upe (0,342 M) mpu koMHaTHOH TeMneparype. CMech nepeMeln-
BAaIOT IIpM KOMHATHOH TeMIlepaType B TeueHHe 1 U u 3aTeM KOHUEHTpupyrT. OcraTok cMmemuaot ¢ TT'D (0,7
i) u TEA (34,7 mr) u x cmecu nipu 0°C nobasisitor nuxiio0yrankapoonmxitopun (12,2 mr). Cmech nepeme-
MIMBAIOT NIPH KOMHATHOM TeMIeparype B Te€4eHHe 1 4, K cMecH 100aBIISIOT HACHIIIEHHBIH PacTBOP COJIM M KOH-
HEHTPUPYIOT TOJYYCHHYIO CMCh NPHU ITOHWKEHHOM JaBiieHWH. OCTAaTOK OYMIIAIOT C MOMOILIbI0O KOJIOHOYHOM
XpoMaTorpadguu Ha CHIUKarese (3THIANeTaT/TekcaH) ¢ TIOJydeHUEeM YKa3aHHOTO B 3arojioBKe coennHeHus (22,2
mr). 'H SIMP (300 MI'u, CDCl3) & m.z. 1,35-1,53 (1H, m), 1,81-2,02 (2H, m), 2,14 (5H, yurc), 3,03-3,39 (4H,
M), 3,67 (1H, nn, J=14,8, 5,7 I'm), 4,13-4,28 (1H, ™), 4,42-4,59 (1H, m), 4,92-5,32 (2H, m), 6,98 (1H, c), 7,41-
7,51 (3H, m), 7,90-8,03 (2H, m), 8,96 (1H, 1, J=8,7 I'r).

ITpumep 293.

N-(1tuc-2-((2-propoudennn-3-mn)MeTwn)- 1 -u300y THp HITTHUP PO AMH-3 -1 )METaHCYJIb(hOoHAMU.

A) 1-bpom-3-(6pommeTiin)-2-hTOpOSH3OII.

K cmecu (3-6pom-2-dpropdenmn)meranona (5,13 r), PPh; (7,88 r) u tpudropmermndensona (180 mi) mo-
6aBistror TeTpabpommetad (9,96 r) npu 0°C. Cmech nepememusarot npu 0°C B TedeHue 2 4, HEPACTBOPUMBIH
0CaJIOK YIAISIOT (QWIBTpAlUEH M MPOMBIBAIOT TUATHIOBBIM 3(upoM. PUIbTpaT KOHIEHTPUPYIOT NPU TOHHU-
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JKEHHOM JiaBiieHHH. OCTaTOK OYMINAIOT C IOMOINBIO KOJOHOYHOM XpoMaTorpaduu Ha CHIIMKarene (dThiiale-
TaT/TeKcaH) C MOJIy4YEeHHEM YKa3aHHOTO B 3aroJioBKe coeanHeHus (6,70 r).

'H SIMP (300 MI'u, CDCly) 8 4,51 (2H, 1, J=1,1 T'w), 7,02 (1H, tx, J=8,0, 1,4 '), 7,30-7,37 (1H, m), 7,51
(1H, nx, J=8,1, 6,4, 1,7 I'n).

B) tper-byTuin-2-(3-6pom-2-hTopOeH3uI)-3-0KCOTTMPPOTUIANH- | -KapOOKCHIIaT.

K cmecn Tper-OyTmi-3-okconupponuaus-1-kapookcunara (3,30 r) u Tomyorna (28 Mi) mpu KOMHATHON
TeMIieparype no0asistor nupposuanH (1,52 r). Cmech nepeMemuBaroT pH KOMHATHON TeMIIepaType B TEUCHUE
30 MHH, KUITITAT ¢ OOpPAaTHBIM XOJOIMIBHUKOM C HCIIOJIb30BaHueM JIoBymkn J{nna-Crapka B TeueHue 30 MUH U
3aTeM KOHIICHTPUPYIOT NpH MOHmKeHHOM naBieHnd. Octatok cmemmBaoT ¢ CH;CN (28 min) 1 kK momydeHHOH
CMECH TpU KOMHATHOH TemrepaTtype no6aBistor 1-6pom-3-(6pommetwn)-2-propdbenzon (4,77 r) m TBAI (1,32
r). CMech KUIATAT ¢ 00paTHBIM XOJOAWIGHUKOM B T€YeHHE 4,5 4, 3aTeM BBUIMBAIOT B BOAY M IKCTPAarupyroT
MOJYYCHHYIO CMECh dTmianeratoM. OpraHn4ecKui cJIoi MPOMBIBAIOT BOJOW M HACHIIICHHBIM PacTBOPOM COJIH,
cymiaT HaJ| 0€3BOJHBIM CYJIb()aToOM MarHus ¥ KOHIEHTPUPYIOT IIPH MMOHM)KEHHOM JiaBiieHrne. OCTaTOK OYNINAOT
C MOMOUIBI0 KOJOHOYHOH XpomaTtorpaduu Ha cuimkareie (STHIALETaT/TeKCaH) ¢ MOJy4YEeHHEM YKa3aHHOTO B
3arojioBke coequuenus (1,71 r).

'H SIMP (300 MI', CDCl3) & 1,45 (9H, c), 2,12-2,30 (1H, m), 2,44-2,59 (1H, m), 2,97-3,40 (3H, m), 3,74-
4,02 (1H, m), 4,21 (1H, T, J=5,1 I'n), 6,89-6,96 (1H, m), 7,05 (1H, T, J=6,7 I'n), 7,43 (1H, an, J=8,0, 6,4, 1,9 T'm).

C) tpet-byTmi-iuc-3-amuHo-2-(3-6pom-2-hTopOeH3WIT ) TUPPOTHINH- | -kapOokcHuIaT

Cmech TpeT-0yTuin-2-(3-6pom-2-pTopdeHsmn)-3-okconupponuaun- 1 -kapookcunara (941 mr), dopmmara
ammonmst (1,28 1),  xmop[N-[4-(mumeTrmamuHo)eHN]-2-MUpUAMHKApOOKCaMHUIATO | (TEHTaAMETHITITHK-
nonentaauernn)upuausi(111) (30,5 mr) 1 MeOH (20 mun) nepemenuBaioT B armocdepe aprona npu 70°C B Tede-
HUe 2,5 4. PeaknimoHHYI0 CMECh BBIIMBAIOT B HACKHIIIEHHBIN BOIHBINA PACTBOP THAPOKAPOOHATA HATPHS IIPH OX-
JKICHUH JIBOM U SKCTParupyroT MOTyYeHHYIO CMech dTmianeratoM. OpraHnyecKiii cJIo MPOMBIBAIOT BOIOH
Y HaCBHIIICHHBIM PAaCTBOPOM COJIH, CyIIaT HaJl O€3BOJHBIM CYIb()AaTOM MarHusi 1 KOHUEHTPUPYIOT PH IIOHWKEH-
HOM JjaBieHHH. OCTAaTOK OYMINAIOT C IIOMOINBIO KOJOHOYHOW Xpomarorpagum Ha CHiIukarene (Mera-
HOJI/3THJIALIETAT) C MOJTYYEHHEM YKa3aHHOTO B 3ar0JIOBKe coeauHeHus (427 mr).

MC: [M+H(tBu)]" 316,9.

D) tper-bytun-unc-2-(3-6pom-2-propoensun)-3-((MeTHICYTb(HOHNIT)aMUHO ) TUP PO ANH- | -kKapOOKCHIIaT

K cMmecun Ttper-OyTui-muc-3-aMuHO-2-(3-0poM-2-pTopOeH3WI) muppoIuanH- 1 -kapOokcmnara (421 wr),
TEA (228 mr) u TT'® (4 mu1) mpu KOMHATHOHW TeMIiepatype Mo0aBisioT MeTaHcyimbGormmxiaopusa (155 wmr).
CMmech nmepeMemnBaioT Ipr KOMHATHOW TeMIlepaType B TedeHue | 4, 3aTeM BBUIMBAIOT B BOAY M AKCTPArupyroT
MOJYYCHHYIO CMech dTmnareraroM. OpraHuuecKuii Coil IpOMBIBAIOT BOJHBIM PacTBOPOM THIApPOKapOOHaTa Ha-
TpHS ¥ HACHIIICHHBIM PaCTBOPOM COJIH, CyIIaT HaJ 0e3BOMHBIM Cylb()aTOM MarHUA M KOHLIEHTPUPYIOT IPH I10-
HIDKEHHOM JIaBJICHUH C TIOIy4YeHHEeM KpHcTamioB. Kpuctamisl cobupaioT GuIbTpaniied ¥ MPOMBIBAIOT CMECHIO
JMH30TIPONMIIOBBIN 3(DUP-TeKCaH ¢ NOIyYeHUEM yKa3aHHOTO B 3ar0JIOBKE coetMHeHus (437 mr).

MC: [N-H] 448,9.

E) N-(unc-2-(3-6pom-2-pTopOeH3u) muppouanH-3-ui)MeTaHCyIb(HoHaMu L.

K cMecHu TpeT-OyTIi-1uc-2-(3-6pom-2-hropoeH3mn)-3-((METHICYIb()OHUIT ) aMHHO ) TUPPOTHIUH- | -
kapOokcunara (434 mr) u Tonyona (4,8 M) mpun KomMHaTHO# TeMneparype nooasistor TOYK. Cmecs nepeme-
MIMBAIOT IPY KOMHATHOHM TeMIIepaType B TeUeHUe | 4 ¥ 3aTeM MOJTYyYECHHYIO PEaKIIMOHHYIO CMECh IIPU OXJIaK/1e-
HHUH JIBIOM BBUIMBAIOT B HACHIIICHHBIA BOAHBIA pPacTBOp ruapokapboHata HaTpus. CMech MOAIIEIAYHBAIOT 10
pH=8 ¢ momomipio kapOboHaTa KaIHsI B SKCTPArupyIoT dTHianeTatoM. OpraHudecKuid cJI0W MPOMBIBAIOT BOJOH H
HACHIIIEHHBIM PAaCTBOPOM COJIM, CyIIaT HajJ Oe3BOTHBIM Cylb(aTOM MarHus M KOHICHTPUPYIOT NPH MOHMWKEH-
HOM JIaBJIICHUH C TOJXy4eHHEM KpucTayuioB. Kpuctamis! coOuparoT GuibTpanneii ¥ IpOMBIBAIOT CMECHIO TUH30-
MIPOITUJIOBEIH 3(pUp-TeKCaH ¢ TIOMydeHUEM YKa3aHHOTO B 3ar0JIOBKE CoennHEHUs (245 Mmr).

MC: [M+H]" 350,9.

F) N-(1c-2-(3-6pom-2-¢hropoensni)- 1 -n300y THpHIITPPOITHIUH- 3 -1 )METaHCYJIb()OHAMUI.

K cmecu N-(umnc-2-(3-6pom-2-¢propderznm)nuppoauani-3-wi)merancyabponamuaa (120 mr), TEA (104 mr)
u TT'® (3 mi) mpu KOMHATHOH TeMIieparype H00aBISIOT 2-MeTHiIponanonixiopun (72,8 mr). Cmecs nepeme-
IIMBAIOT TP KOMHATHOHM TeMIeparype B TeueHue | 4, 3aTeM 100aBIsIOT €€ K BOJHOMY pacTBOPY THAPOKapOo-
HaTa HaTpus U SKCTparupyroT cMecblo TI'd-3tunanerar. OpraHuyeckuil cioi NpoMBIBAIOT BOAOH U HACBIIIEH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OE3BOIHBIM CyIb()aTOM MarHus ¥ KOHIEHTPUPYIOT IPY MOHMKEHHOM JIaBje-
HHUH C MONydeHHEM KpHcTawioB. Kpucramisl coOMpaioT GUIbTpanie 1 MpOMBIBAIOT CMECHIO JHH30IPOIIHIIO-
BBIH 3(pHp-TeKCcaH ¢ TIOydeHnEM YKa3aHHOTO B 3aroJioBke coeauHenus (132 mr).

MC: [M+H]" 421,0.

G) N-(1tuc-2-((2-propobudennn-3 -mr)MeTn)- 1 -u300y THPHITTUPPOITUIIH-3-FIT)METAHCYIIb(OHAMU].

Cmech N-(mc-2-(3-6poM-2-propdbensmn)- 1 -u300y THp TP pOTHAnH-3-mi)MeTaHcyb(poHamuna (63 mr), de-
HWIO0pOHOBOH KHCIOTHI (36,5 Mr), XPhos Pd G3 (6,33 mr), 1M BoaHoro pactBopa Tpukanuiidocdara (0,449 mn) u
TT'® (1,5 M) nepemermBarot B armocdepe aprona npu 70°C B teuenne 1 4. CMech BBUIMBAIOT B BOJHBIN pac-
TBOp THApoKapOoOHaTa HATpUs M IKCTparupyror cmecbto TI'®-stmmanerar. OpraHudeckuil Cioi MPOMBIBAIOT
BOJIOH M HACBHIIIEHHBIM PAacTBOPOM COJIM, CYIIAT HaJ O0E3BOAHBIM CYJIb(AaTOM MarHus U KOHLEHTPHUPYIOT NPH
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MOHWKCHHOM JaBiieHHH. OCTaTOK OYHIAIOT C IMOMOIIBI0 KOJIOHOYHOM XpoMmaTorpaduu Ha CHIUKareie (MeTa-
HOJI/3THJIALETaT) C MOJTyYEHHEM YKa3aHHOTO B 3aroJIOBKe coenHeHus (52,8 mr).

'H SIMP (300 MI'u, CDCl;) 8 0,57-1,14 (6H, m), 1,83-2,13 (1H, M), 2,27-2,41 (1H, M), 2,53-3,20 (6H, M),
3,40-3,55 (2H, m), 3,65-4,11 (1H, m), 4,35-4,67 (1H, m), 4,81-4,89 (1H, m), 7,10-7,20 (1H, m), 7,28-7,54 (7H, m).

ITpumep 294.

N-(1tuc-2-((2,3'-nudropoud ennn-3-mn)MeTwn)- | -u300y THp UIIIHP POTUAUH-3 -UT )METAHC Y Tb(HOHAMHUI.

Cmech N-(minc-2-(3-6pom-2-pTopOoeH3m)- 1 -u300y THpUITTUPPOIUANH-3-H )MeTaHCyIbpoHaMuaa (62 mr),
(3-dbropdennn)doponoBoii kucnotsl (41,2 mr), XPhos Pd G3 (6,23 mr), IM BogHOTO pacTBOpa TpUKamuiidoc-
¢dara (0,441 m) u TT'® (1,5 mun) mepememmBaroT B atMochepe aprona npu 70°C B teuenue 1 4. CMech BBUIH-
BalOT B BOJHBIN pacTBOp THAPOKapOOHATa HATPHUSA U DKCTPArupyroT cmechio TT @-atunanerar. OpraHndecKuit
CJIOH MPOMBIBAIOT BOAOHM M HACKHIIICHHBEIM PACTBOPOM COJIH, CYIIAT HaJl OC3BOMHBIM CYJIb(aToM MarHus U KOH-
UCHTPUPYIOT NPU TOHIKEHHOM JaBieHHU. OCTaTOK OYMIIAKOT C MOMOIIBI0 KOJOHOYHOHM Xpomarorpaduu Ha
cHiIMKarese (METaHOJI/3TUIIALIETaT) C MOJlyYeHUEM YKa3aHHOTO B 3arojloBke coequHeHus (53,2 mr).

'H SIMP (300 MI', CDCl5) & 0,56-1,13 (6H, m), 1,86-2,08 (1H, m), 2,29-2,3 (1H, M), 2,55-3,21 (6H, M),
3,41-3,78 (2H, m), 3,97- 4,11 (1H, m), 4,36-4,67 (1H, m), 4,77-4,86 (1H, m), 7,03-7,11 (1H, m), 7,14-7,23 (2H,
m), 7,27-7,51 (4H, m).

ITpumep 299.

N-(mmc- 1 -(muknoOoytrikapooHw)-2-((5-propoudeHnn-3 -mn)MeTHI ) TAPPOTU TN H-3 -1 )METAHCYIbHOHAMU.

A) tpet-bytun-2-(3-6pom-5-pTopOeH3mI)-3-0KCOMUPPOTHINH- | -kapOokcHumaT

K cmecn Tper-OyTmi-3-okconmupponuaus-1-kapookcunara (3,44 r) u tomyona (30 Mi) mpu KOMHATHOH
TeMIieparype nobasistor nupposuanH (1,59 r). Cmech nepeMenmBaroT pyU KOMHATHON TEMIIEpaType B TEUCHUE
20 MWH, KUITITAT ¢ OOpPaTHBIM XOJOIMIBHUKOM B TeueHue 20 MUH ¢ HCIOJIb30BaHueM JIOBYIIKH J{nHa-Ctapka u
3aTeM KOHIICHTPHUPYIOT MpH NoHmkeHHOM naBieHuu. Octatok cMemnmmBaioT ¢ CH3;CN (30 mur) U Kk cMecH TipH
KOMHAaTHOW TeMmeparype 100aBisiorT 1-0pom-3-(6pommeruin)-5-propdbenson (4,98 r) u TBAI (1,37 r). Cmech
KUTIATAT ¢ OOPaTHBIM XOJIOMIIEHUKOM B TeUCHHE 4,5 U, 3aTeM BBUIMBAIOT B BOJY W SKCTPATHPYIOT MONyYCHHYIO
cMech aTmnaneTatoM. OpraHudecKuil CI0M MPOMBIBAIOT BOJOM M HACHIIICHHBIM PaCTBOPOM COJH, CYIIAT HaJ
0C3BOJHBIM CyIh(ATOM MarHus U KOHICHTPUPYIOT TPU MOHMKCHHOM AaBicHUU. OCTaTOK OYHINAIOT C TOMO-
IIBFO KOJIOHOYHOHM XpoMaTorpa(uu Ha CHIIMKAreie (3THIALECTAT/TEKCaH) C MOyYCHHEM YKa3aHHOTO B 3aT0JIOBKE
coenuHeHus (2,83 1).

MC: [M+H-Boc]" 271,9.

B) tper-byTmi-iuc-3-amuHo-2-(3-6pom-5-hTopOeH3MIT ) TUPPOTHINH- | -kapOokcHuIaT

Cmech TpeT-0yTHin-2-(3-6pom-5-propbensmn)-3-okconuppouaut- 1 -kapookcmnara (2,82 1), dopmmara
ammonmst (3,82 1),  xmop[N-[4-(mumeTrmamuHO)eHN]-2-MUPUAMHKApOOKCaMHUIATO | (TEHTaAMETHITITHK-
nonentaguernn)upuausa(11D), (0,069 r) u MeOH (60 mur) nepemenmuBaioT B atMmocgepe aprona mpu 70°C B Te-
yeHne 2,5 4. PeakimOHHYI0 CMeCh BHUTUBAIOT B HACKHINICHHBIN BOJHBINA PAacTBOP THAPOKApOOHATa HATPHS MPH
OXJTaXJICHUH JIHJIOM H 3KCTPArHPYIOT MOJYYCHHYIO CMECh dTHIAeTaToM. OpraHMdecKuii CIIOW MPOMBIBAIOT BO-
JIOW ¥ HACBIIIICHHBIM PAaCTBOPOM COJIH, CYIIAT HaJl OC3BOJHBIM CYJIb()AaTOM MarHus M KOHIICHTPUPYIOT IPH I10-
HIDKEHHOM faBiicHHH. OCTAaTOK OYMINAIOT C IOMOIIbI0 KOJIOHOYHOW Xxpomarorpaduu Ha cuiukareie (MeTa-
HOJI/3THJIALIETaT) C MOJTy4YEeHHEM YKa3aHHOTO B 3arosioBke coeanHenus (1,07 r).

MC: [M+H-(tBu)]" 316,9.

C) tpet-byTmi-ituc-2-(3-6pom-5-propdensmn)-3-((MeTHICYIb()OHNIT ) aMUHO )ITUPPOTHINH- | -kapOoKcHIaT

K cmecu tper-0ytun-muc-3-amMuno-2-(3-6poM-5-propdensun)muppoauans- 1 -kapookcunara (1,06 t), TEA
(0,575 r) u TT'® (10 M) mpu KOMHATHOU TemrepaType n00aBisaoT MeTaHcyabhormxiopus (0,390 r). Cmech
MepEeMEIINBAIOT IIPH KOMHATHON TeMIepaType B Te4eHHe | 4, 3aTeM PeaKIHOHHYI0 CMECh BBUIMBAIOT B BOIY U
SKCTParupyroT TrianeraToM. OpraHudecKuii IO MPOMBIBAIOT BOJHBIM PaCTBOPOM THAPOKapOOHATa HATPHS U
HACHIIIICHHBIM PACTBOPOM COJIM, CYIIAT HaJ OC3BOJHBIM CYIb()aTOM MarHus W KOHIICHTPUPYIOT MPH MOHUXKCH-
HOM JTaBJICHUH C TIOJTyYCHUEM KpHCTALI0B. Kprctamnsl coOuparoT GUiIbTpanueii ¥ IPOMBIBAIOT CMECHIO TUH30-
MPOTTWIIOBBIH 3(Hp-TeKCcaH C MoydYeHHEM YKa3aHHOTO B 3arosoBke coeanHenus (1,09 r).

MC: [N-H] 448,8.

D) N-(uuc-2-(3-6pom-5-hTopOeH3 ) TUPPOITHTIH-3 - ) METAHC Y Ib(OHAMIL.

K cMecHu TpeT-OyTIi-1uc-2-(3-6poM-5-hropoeH3mn)-3 -((MeTHICYIb()OHIIT)aMHHO ) TUPPOTHIUH- | -
kapOokcmiaTa (1,09 r) u Tomyosa (12 mi) mpu KoMHaTHOM TemrepaType go6aBisroT TOVYK (12 mur). Cmech me-
PEMEIINBAOT IIPU KOMHATHOM TeMIepaType B TeUeHHE | 9 M 3aTeM MPH OXJIAKACHUH JIHJIOM BBUTMBAIOT B HACHI-
IICHHBIN BOJHBIA pacTBOp THApOokapOoHaTa HaTpus. CMech mojmenaynBaoT 10 pH=8 ¢ moMompio kapboHaTa
KaJusg W SKCTParupyroT dTmianeratoM. OpraHHYecKHi CIOH MPOMBIBAIOT BOJOW M HACHIIICHHBIM PacTBOPOM
COJIH, CyIIaT HaJ 0€3BOAHBIM CYJIb(haTOM MAarHHUA U KOHICHTPUPYIOT MIPH MOHIKEHHOM JaBJICHHUH C MTOTyYCHUEM
KpuctawioB. Kpucramisl cobnparoT GmIsTpareil ¥ NPOMBIBAIOT CMECHIO JAUU3OIPONMIOBEINA 3(PHUP-TEKCaH C
MOJIY4YEeHUEM YKa3aHHOTO B 3aT0JIOBKE coeluHEeHUs (245 mr).

MC: [M+H]" 350,9.

E) N-(unc-2-(3-6pom-5-propbensun)-1 -(LuK100y THIIKapOOHIIT ) TP POSTU I H-3 -HIT)METaHCYIb(HOHAMHUII.

K cmecu N-(muc-2-(3-6pom-5-dropOensun)nuppoiaunus-3-mwi)merancyibponamuaa (229 mr), TEA
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(198 mr) u TI'® (5,6 mu1) Ipu KOMHATHOW TeMIlepaType NOOaBISIOT LUKIOOyTaHKapOoHMIXiIopua (155 mr).
CmMech TepeMeIInBaloT P KOMHATHON TeMIeparype B TeueHue | 4, 100aBisIoT K BOJAHOMY PacTBOpPY I'MAPO-
KapOoHaTa HATPUS U IKCTpParupyot cMmecbio TI'@-3tmmamerar. OpraHUdecKuil CIIOW MPOMBIBAIOT BOJOW M Ha-
CHIIICHHBIM PAaCTBOPOM COJIH, CYIIAT HaJl O€3BOJHBIM CYJIb()ATOM MarHus U KOHIEHTPHUPYIOT NPH ITOHIKEHHOM
JaBJICHHUH C MONyYeHHEM KpHCTaLIoB. KpucTamisl cobuparor GuibTpanueil ¥ IpoMBIBalOT CMECHIO JTHH30IIPO-
MTUJIOBBIH d(hHUp-TeKCaH ¢ TOMydeHHEM YKa3aHHOTO B 3aroJIoBKe coequHeHMs (261 mr).

MC: [M+H]" 433,0.

F) N-(1uc- 1 -(tuxnmo Oy trmkap 60umIT ) -2-(( S - Top v eHIIT-3 - 1T ) ME THIT ) ITUP POJTH TUH-3 -HIT ) METAHC YITb(DOHAM U I,

Cmech  N-(1mmc-2-(3-6pom-5-dTopoensnn)- 1 -(IukI00yTHIKapOOHIMIT ) TP PO ANH-3-1T)MEeTaHC Y Ib()OHA-
muna (128 mr), ¢pernnboponosoit kucnotsr (72,0 mr), XPhos Pd G3 (12,5 mr), 1M BogHOTrO pacTBopa TpHKa-
matidocdara (0,886 mi) u TI'® (3 min) mepemenmBator B atMocepe aprona npu 70°C B Tedenue 1 4. Cmech
BBUIMBAIOT B BOJIHBIN PacTBOp TMApOKapOOHaTa HATPUS U HKCTparupyroT cmeckio TI'd-atmanerar. Opranuye-
CKHUH CJIOH MPOMBIBAIOT BOJIOW M HACHIIIEHHBIM PacTBOPOM COJIM, CYIIAT HaJ O€3BOAHBIM CyiIb(aToM MarHus
KOHILEHTPUPYIOT NPHU TIOHWXEHHOM JaBJieHHH. OCTaTOK OYHUILAIOT C TIOMOIIBIO KOJOHOYHOH Xpomarorpadun Ha
curKarese (MeTaHOJI/dTHIIAIETaT) C TIOMydeHHEM YKa3aHHOTO B 3aroyioBke coenuueHus (107 mr).

'H SIMP (300 MI', CDCl3) 8 1,66-2,39 (8H, m), 2,47-3,22 (6H, m), 3,28-3,78 (2H, m), 3,89-4,04 (1H, m),
4,23-4,81 (2H, m), 6,84-7,10 (1H, m), 7,11-7,19 (1H, m), 7,31-7,48 (4H, m), 7,50-7,57 (2H, m).

ITpumep 300.
N-(1tuc- 1 -(nukmodytmikapoonnn )-2-((3',5-nnd ropOnd eHrIT-3 -1 ) ME THI ) TUPPOTUAUH-3 -1 )METAHC Y JTb-
dhonammI.

Cmech  N-(mmc-2-(3-6pom-5-hTopoeHsmn)- 1 -(IMKI00y THIKApOOHIIT) TUPP O ANH-3 -1 ) METAHCYITb(OHA -
muna (126 mr), (3-dpropdennmn)dooponosoii kucnots! (81 mr), XPhos Pd G3 (12,3 mr), 1M BoxmHOro pacrtsopa
tpukanuiipocdara (0,872 M) u TI'® (2,9 M) nepememmpator B armocdepe aprona npu 70°C B teyenue 1 u.
CmMech BBUTMBAIOT B BOAHBIH PacTBOp THApOKapOOHaTa HATPUS M AKCTparupyloT cMechto TT'd-srunanerar. Op-
TaHUYECKUH CIJIOH NMPOMBIBAIOT BOJOM M HACBHIIIEHHBIM PAacTBOPOM COJIM, CYIIAT Hajx Oe3BOXHBIM CyibdaTom
MarHusi ¥ KOHICHTPUPYIOT IIPH HOHIKEHHOM JaBiieHnH. OCTaTOK OYHMINAIOT KOJOHOYHOW XpomaTorpadueil Ha
CHJIMKarese (METaHOJI/3TUIIAIIETaT) C TIOJIydYeHHEeM yKa3aHHOTO B 3arojioBke coenuaeHus (118 mr).

'H SIMP (300 MI'u, CDCl3) & 1,67-2,38 (8H, m), 2,43-3,22 (6H, m), 3,28-3,82 (2H, m), 3,89-4,06 (1H, m),
4,22-4,66 (1H, m), 4,68-4,84 (1H, m), 6,88-7,24 (4H, m), 7,27-7,45 (3H, m).

ITpumep 303.

N-(muc-1 -(muxmo0y Trikap 60 HIT ) -2 -((6-hTop O eHMIT-3 -HIT)METHI) ITUPPOITHMH- 3 - AT )METAaHCY T (OHAMUI,

A) tpetr-bytnn-2-(3-6pom-4-GpTopOeH3mI)-3-0KCOMUPPOTUIUH- | -kKapOoKcHar.

K cmecu Tper-OyTmi-3-okconmupponuaus-1-kapookcunara (3,46 r) u Ttomyona (30 Mi) mpu KOMHATHOH
TeMIieparype nobasistor nuppoiuanH (1,59 r). Cmech nepeMemBarOT NpH KOMHATHON TEMIIEpaType B TEUCHUE
30 MHH, 3aTeM KHILITAT C OOpaTHBIM XOJOJWILHUKOM B TeueHrne 30 MUH ¢ MCIIOJIb30BaHHWEM JIOBYIIKH [luHa-
Crapka ¥ 1ociie 3Toro KOHIEHTPUPYIOT ITpH NMOHIKeHHOM aaBieHun. Ocrarok cMemmBaroT ¢ CH;CN (30 M)
K ITOJIy4E€HHOI CMecH IpH KOMHATHOH Temmeparype 100aBisioT 2-6poM-4-(6pommerin)-1-¢propoenzon (5,00 r)
u TBAI (1,38 r). Cmech KUIATAT C OOpaTHBIM XOJIOJMIBHUKOM B TedeHHe 4 4, 3aTeM PEaKIMOHHYIO CMECh BbI-
JIMBAIOT B BOJY M OKCTPArupYIOT MOJIYYEHHYIO CMECh ITHIIALETATOM.

OpraHudeckuil cI0ii MPOMBIBAIOT BOJIOW M HACBIIIEHHBIM PAacTBOPOM COJIM, CYIIAT Haj Oe3BOIHBIM CYJIb-
(haToM MarHusl ¥ KOHLEHTPUPYIOT MPU MOHIKEHHOM JAaBieHHH. OCTATOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOH
XpoMaTorpadguu Ha CHIUKarese (3THIANeTaT/TeKcaH) ¢ TIoJydeHueM yKa3aHHOTO B 3arojioBke coenuueHus (1,59
r). MC: [M+H-Boc]" 271,9.

B) tper-byTumi-iuc-3-amuHo-2-(3-6pom-4-hTopOeH3WIT) TUPPOTUINH- | -kKapOoKcHIIat.

Cmech TpeT-0yTHin-2-(3-6pom-4-propbensmn)-3-okconupponuaut- 1 -kapookcmmnara (1,59 r), dopmmara
ammonus (1,35 1),  xmop[N-[4-(auMeTHiaMuHO )QeHWI |-2-THPUINHKAPOOKCaMUAaTo | (TICHTAME THITIIAK-
nonentaguenum)upuaus(11l) (0,026 r) u MeOH (25 min) nepemermBarot B atMocepe aprona npu 70°C B teue-
HHe 2,5 4. PeakMOHHYI0 CMeCh BHIJIMBAIOT B HACHIILICHHBIH BOAHBIN PacTBOp TMIpOKapOOHaTa HATPUS MPHU OX-
JaXICHUU JIBIOM M IKCTPAarupyloT dTHianeratoM. OpraHHYecKHil CI0i MPOMBIBAIOT BOAOW M HACHIIICHHBIM
pacTBOpPOM COJH, CyIIaT Hajx O0e3BOJIHBIM CyIb(aToM MarHusl U KOHICHTPUPYIOT NPH MOHWKEHHOM JaBJICHHH.
OcTaToK OYMIIAIOT C TOMOIIBI0 KOJIOHOYHOW XpoMaTorpaduu Ha cuinkarese (METaHoJ/3THIIAIeTar) ¢ Mojyde-
HUEM YKa3aHHOTO B 3aroJIoBKe coenuHeHus (548 mr).

MC: [M+H(tBu)]* 317.0.

C) tpet-byTmi-ituc-2-(3-6pom-4-propdensmn)-3-((MeTHICYIb()OHNIT ) aMUHO )ITUPPOTHINH- | -kKapOOKCcHUIaT

K cMmecu Ttper-OyTui-muc-3-aMuHO-2-(3-0pom-4-pTopOeH3mn)muppoauant- 1 -kapookcmnara (542 wr),
TEA (294 mr) u TT'® (5,1 M) mpyu KOMHaTHOHW TemrepaType A00aBisOT MeTaHCYIbGoHmIXIopH (200 mr).
CmMech nepeMeInBaioT IIpY KOMHATHON TeMIlepaType B TeUeHHUE | d, 3aT€M BBUIMBAIOT B BOAY, U OKCTPArHPYIOT
MOJIYYCHHYIO CMEeCh dTHianeTaTroM. OpraHuueckuil IO MPOMBIBAIOT BOAHBIM PacTBOPOM THIIpOoKapOoOHaTa Ha-
TPHUSI U HACBHIIIEHHBIM PAaCTBOPOM COJIH, CyIIaT HaJX OE3BOAHBIM CyIb()AaTOM MarHus M KOHIEHTPHPYIOT NPH MHO-
HIDKEHHOM JlaBJieHHH. OCTaTOK OYHMINAIOT C MOMOIIBIO KOJIOHOYHOW XpoMaTtorpaduu Ha cuiukaresne (dTuiane-
TaT/TeKcaH) C MOJyYEHHEM YKa3aHHOTO B 3aroJIoBKe coeanHeHus (482 mr).
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MC: [N-H] 448,8.

D) N-(uuc-2-(3-6pom-4-hTopOeH3 ) TUPPOITHIIH-3 -WIT)METAHC Y Ib(OHAMI.

K cmecm  tper-OyTui-muc-2-(3-6pom-4-dpropoensnn)-3-((MeTHICyIb()OHUITH )aMUHO )TUPPOTHIUH- | -
kapOokcuiaTa (477 mr) u toiryona (5,3 mur) pu KoMHaTHOH TemrepaType mobasistor TOVYK (5,3 m). Cmech
MepeMEIINBalOT MPU KOMHATHOW TeMIlepaType B T€UeHHE | 4 U 3aTeM BBUIMBAIOT B HACHIIICHHBIH BOJHBIA pac-
TBOp THAPOKapOOHATA HATPHS MPH OXJAXKICHUHU JbIoM. CMech moamenadynBaoT 10 pH=8 ¢ momormipio kapbo-
HaTa Kalusg U 9KCTPArupyroT dTuianeraToM. OpraHMdecKkuil ¢I0il MpPOMBIBAIOT BOJOW M HACBHIIIEHHBIM PAaCTBO-
pPOM cojH, CymaT HaJ OE3BOAHBIM CyIb()aTOM MarHus ¥ KOHIEHTPUPYIOT NPH NMOHKEHHOM JaBJICHHUHU C IIOTy-
YeHHEM KpUCTaLIOB. Kpucraubel coOupaioT ¢QuibTpanuell ¥ NpOMBIBAIOT CMECHIO JTUH30NPOIMIOBEINA 3¢dup-
reKcaH ¢ ToJlydeHHEeM yKa3aHHOTO B 3arojloBKe coeuHeHus (323 mr).

MC: [M+H]" 350,9.

E) N-(unc-2-(3-6pom-4-propdbensun)-1 -(unKk1o0y THIIKapOOHIIT ) TUPPOJTU I H-3 - 1T )METaHCYIb(HOHAMHUII.

K cmecn N-(uuc-2-(3-6pom-4-dropoensun)mupponunus-3-mi)metancynbponamuaa (160 mr), TEA (138
mr) u TT'® (3,9 mu1) mpu KoMHaTHOH Temreparype mno0aBisoT nuKinooyrankapooHmwxiaopuxa (108 mr). Cmech
MEepEMEIINBAIOT P KOMHATHOHN TemIepaType B TedeHue | 4, 3aTeM H00aBIAIOT K BOZHOMY pacTBOPY THIApPO-
KapOoHaTa HATPHUS U DKCTParupyoT cMmecbio TI'@-3tmmamerar. OpraHUYecKuil CIIOW MPOMBIBAIOT BOJOW M Ha-
CBIIIIEHHBIM PACTBOPOM COJIM, CYIIAT Haj 0e3BOIHBIM CyNb(aTOM MarHusl U KOHLIEHTPUPYIOT NPH MOHM)KEHHOM
JABJICHUH C MOJy4YEeHHEM KpUCTaioB. KpucTamisl coOuparoT GuabTpanuei ¥ NpOMBIBAIOT CMECHIO TUH30IPO-
MTUJIOBEIH d(HUp-TeKCaH ¢ OMydYeHNEM YKa3aHHOTO B 3arojioBke coequHeHus (149 mr).

MC: [M+H]" 433,0.

F) N-(1mc-1-(uuxno0yrunkapoormi)-2-((6-hTopOondeHIII-3-UT)METHI)ITUPPOIHINH- 3 -UT)METaHCYIb(OHAMUL.

Cmece  N-(umc-2-(3-0pom-4-dropoensinn)- 1 -(MKI00y THIKapOOHIIT ) TUPPOITHIMH-3 -HIT)MEeTaHCY Ib(hOHAMU 1A
(72 mr), penunboponoBoii xkucaoTs! (40,5 mr), XPhos Pd G3 (7,03 mr), 1M BoxHOro pactBopa Tpukanuiidocda-
ta (0,498 M) u TI'® (1,7 M) mepememnBatoT B armocgepe aprona npu 70°C B Tedenne 1 4. CMech BBIIIMBAIOT
B BOJHBIM pacTBOp TMApOKapOOHaTa HaTPHUs M SKCTparupyor cmecbto TI ®@-stunanerar. OpraHndeckuil cinoi
MPOMBIBAIOT BOJOW M HACBIIIEHHBIM PACTBOPOM COJIM, CYIIAT HaJ OE3BOAHBIM CyNb(haTOM MarHus U KOHIEHTPHU-
PYIOT IIpH MOHIKEHHOM JaBieHUH. OCTaTOK OYMIIAIOT C TIOMOILBIO KOJIOHOYHOH Xpomarorpaduy Ha CUInKare-
nie (METaHOJI/STHIIANIETaT) ¢ TIOJydYeHUEM YKa3aHHOTO B 3aroJioBKe coennHeHus (61,3 mr).

'H SIMP (300 MT', CDCl3) 8 1,65-2,58 (9H, m), 2,60-3,20 (5H, m), 3,30-3,80 (2H, m), 3,88-4,04 (1H, M),
4,18-4,76 (2H, m), 7,06-7,21 (2H, m), 7,28-7,54 (6H, m).

ITpumep 304.

N-(1uc- 1 -(mukmodytmikapoounn )-2-((3',6-nnd ropOnd eHUIT-3 -1 ) METHI ) TUPPOTUANH-3 -1 )METAHC Y JTb-
dhonammI.

Cwmech  N-(1mc-2-(3-6pom-4-¢propoensnin)- 1 -(IukI00yTHIKapOOHIIT ) TP PO ANH-3-WT)MEeTaHC Y Ib(OHA-
muna (71 mr), (3-dpTopdennmn)6oponoBoit kucnots (45,9 mr), XPhos Pd G3 (6,93 mr), 1M BoaHOrOo pactBopa
tpukanuiipocdara (0,492 M) nu TI'® (1,7 M) nepememmBatoT B armocdepe aprona npu 70°C B Teuenue 1 u.
CmMech BBUTMBAIOT B BOAHBIH PacTBOp THApOKapOOHATa HATPUS M AKCTparupyloT cMechto TT'd-srunanerar. Op-
TaHUYECKUH CIJIOH NPOMBIBAIOT BOJOM M HACHIIIEHHBIM PAacTBOPOM COJIM, CyIIaT Hajx Oe3BOXHBIM Cyib(aTom
Marfvsi ¥ KOHIEHTPHUPYIOT NPH NOHIKCHHOM JaBieHHH. OCTaTOK OYHUINAIOT C IIOMOIIBI0 KOJTOHOYHOH XpOMaTo-
rpadun Ha cuauKarene (METaHOJ/3THIIAIETAT) ¢ TTOMyYeHHEM KpucTaiioB. Kpucramisl cobuparot GumsTpamnueit
U TIPOMBIBAIOT CMECHIO JHM3ONPOIMIOBBIN 3(hUp-TeKCaH ¢ MOTyYEeHHEM YKa3aHHOTO B 3aroJOBKE COCIUHEHUS
(59,6 mr).

'H SIMP (300 MI', CDCl3) & 1,68-2,57 (9H, m), 2,65-3,20 (5H, m), 3,28-3,81 (2H, m), 3,88-4,05 (1H, m),
4,19-4,74 (2H, m), 7,02-7,26 (4H, m), 7,28-7,45 (3H, m).

ITpumep 305.

N-((28,35)-2-((3'-propondennn-3-mm)metnin)- 1 -((1-MeTHIIMKIOOY THIT ) KapOOHIIT) T PPOITHANH-3-HIT)Me-
TaHCyIb(poHaAMUI.

K cmecu runpoxmnopuna N-((2S,3S)-2-((3'-pTopoudenun-3-mm)MeTh) mmppouanH-3-mi)MeTaHCyIb(hoHa-
muna (50 mr), 1-mernnukiioGyrankapoonoBoii kucioTsl (17,8 mr), TEA (65,7 mr) u IM®A (2 mi) npu KoM-
HaTHOH Temneparype nobasinstor HATU (59,3 Mr) u nepeMermBaroT Mojy4eHHYI0 CMECh IIPH KOMHATHOH TeM-
neparype B tedyenne 30 muH. K cMecu n00aBisioT HaCBIEHHBIH BOJHBIH PacTBOp T'MApPOKapOOHAaTa HATPUS H
9KCTPArkupyroT MOJYYEHHYIO0 CMeCh dTHnaneraToM. OpraHMuecKuil CIOH OTIAENAIOT, IPOMBIBAIOT HACBIIIEHHBIM
PacTBOPOM COJIH, CyIIaT HaJl O€3BOAHBIM CyIb(}haToM MarHus U KOHLEHTPUPYIOT P MOHIKEHHOM AaBieHuu. Oc-
TaTOK OYHMIIAIOT C MMOMOIIBIO KOJOHOYHOH XpoMaTorpaduu Ha CHIIMKaresie (3THIaIeTaT/TekcaH) U KPUCTAIUTU3YIOT
13 3TaHOJIa U BOJIBI C TOJTyY€HHEM YKa3aHHOTO B 3arojioBKe coequHeHus (50 mr).

'H SIMP (300 MI'u, CDCl3) & 1,41 (3H, c), 1,60-2,06 (5H, m), 2,19-2,32 (1H, M), 2,33-2,49 (2H, m), 2,55
(3H, ¢), 2,85-3,02 (1H, m), 3,09-3,25 (1H, m), 3,26-3,49 (2H, m), 3,86-4,04 (1H, m), 4,35-4,49 (1H, m), 4,60-4,74
(1H, m), 6,92-7,13 (1H, m), 7,27-7,58 (7TH, m).

ITpumep 306.

N-((25,3S)-1-(6nuukmno[ 1.1.1]nenT-1-nnkapoonmn)-2-((3'-propondeHnmi-3 -1a)MeTHIT) TUPPOITUIHH-3 -
WII)METaHCYIb()OHAMHUL.
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K cmecu runpoxnopuna N-((2S,3S)-2-((3'-dpTopoudenun-3-mi)MeTh) IuppouaAnH-3-11)MeTaHCyIb()oHa-
muna (50 mr), oumukio[1.1.1]nenran-1-kapooHoBoit kuciotsl (17,5 mr), TEA (65,7 mr) u IM®PA (2 M) npu
KoMHaTHOU Temneparype a06asisitor HATU (59,3 Mr) u nmepeMemmrBaroT MOJIyIeHHYI0 CMECh TPU KOMHATHON
temrieparype B tedenue 30 muH. K cMecu 100aBIsSIOT HACHIICHHBIM BOJHBIN pacTBOp ruaApokapOboHaTa HATPHUS
M 9KCTParupyroT MOIYYeHHYI0 cMech dThinaneratoM. OpraHudecKuil CIoi OTHENSIOT, MPOMBIBAIOT HACHIIICH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OE3BOIHBIM CyIh()aTOM MarHus ¥ KOHIEHTPUPYIOT IPH MOHKCHHOM JIaBJe-
HUU. OCTaTOK OYHWIIAIOT C TIOMOIIBI0 KOJIOHOYHOW XpoMmarorpaduy Ha CHiIMKarene (3TUiameTaT/TeKcal) U Kpu-
CTAJUTM3YIOT U3 dTHJIAIeTaTa U TeKCaHa ¢ TOJIyYeHHEeM YKa3aHHOTO B 3arojioBke coenuHenus (10 mr).

'H SIMP (300 MI'u, CDCly) & 1,66-1,94 (2H, m), 2,07-2,34 (6H, m), 2,46-2,60 (3H, m), 2,90-3,23 (2H, M),
3,32-3,82 (3H, m), 3,89-4,07 (1H, m), 4,30-4,47 (1H, m), 4,57-4,70 (1H, m), 6,98-7,10 (1H, m), 7,27-7,55 (7TH, m).

ITpumep 307.

N-((25,35)-1-(6nuukmno[ 1.1.1]nent-1-nnkapoonmn)-2-((3',5'-mudropoudenn-3-um)MeTHIT) IMppOIU IUH-3 -
WI)METaHCYIb()OHAMHUL.

A) N-((28,3S)-1-(6umuxito[ 1.1.1]nenT- 1 -unkapOooHm)-2-(3-6poMOEH3 I ) TUPPOITU I H-3 -1IT)METAHC Y JIb-
dhonamu.

K cmecu ruppoxnopuma N-((2S,3S)-2-(3-6pomOeH3mI ) THUppoIuanH-3-ui)MeTancyabhonamuaa (240 mr),
ourmkio[ 1.1.1]nenran-1-kap6onosoit kuciotsl (80 mr), TEA (328 mr) u JIM®PA (2 mi1) mpyu KOMHATHOH TeM-
neparype mobasistor HATU (296 mr) 1 mepeMemmBaioT MOJIyIeHHYI0 CMECh TIPH KOMHATHOHM TemIepaType B
teuenne 30 muH. K cMecn 100aBiIsIOT HACHIIIICHHBIH BOIHBIN pacTBOP THAPOKapOOHATa HATPUS U DKCTPArUPYIOT
MOJYYCHHYIO CMECh ATHianeTaToM. OpraHudecKui CIIOW OTHEISAIOT, IPOMBIBAIOT HACHIIIEHHBIM PacTBOPOM CO-
JIM, CyIIaT HaJ Oe3BOIHBIM CyNb()aTOM MarHus W KOHIEHTPHPYIOT TPH MOHWKEHHOM AaBiieHHH. OCTaTOK OYH-
IMIAI0T C IOMOIIBIO0 KOJIOHOYHON XpoMmarorpadyy Ha CHIIMKarese (METaHOJ/3THUIIAlleTaT) ¢ MOJy4YeHHEM yKa3aH-
HOTO B 3aroyioBke coenuuenust (270 mr).

MC: [M+H]" 427,2.

B)  N-((25,3S)-1-(oumuxio[ 1.1.1]nent-1-unkapoonmn)-2-((3',5'-mud ropoudennn-3-mr)me ) mupponu-
JIMH-3-1I)MeTaHCyTb(OHAMUI.

Cmecp  N-((28,3S)-1-(6unuxitof 1.1. 1 nenT-1-unkap6ouui)-2-(3-6poMOEH3 I ) TUPPOITU IMH-3 - T )METaH-
cynshonamuaa (55 mr), (3,5-mudropdhennn)doponoBoit kucnotsl (61,0 mr), XPhos Pd G3 (5,45 mr), IM BoaHO-
ro pactBopa tpukanmiidocdara (0,356 ma) u TT'D (1 M) KUIATIAT ¢ OOPATHBIM XOJIOJMIBHUKOM B TeueHue 1 d.
CMech KOHIIEHTPUPYIOT MPH IMTOHIKEHHOM JIaBJICHUU M OCTATOK Pa30aBisroT sTmianeraToM. CMech IPOMBIBAIOT
BOJIOM W HACHIIIEHHBIM PAacCTBOPOM COJIH, OYHIIAIOT C TIOMOIIBIO KOJIOHOYHOW Xpomarorpaduu Ha cuimMKareie
(3TmmaneTaT/TeKCcaH) M KPUCTALIH3YIOT MOMYyYCHHBIM NMPOAYKT M3 STHIIAIETaTa M TeKcaHa C MOJYYCHHEM yKa-
3aHHOTO B 3aroJIOBKe coemnHeHus (25 mr).

'H SIMP (300 MI'u, CDCl3) & 1,68-1,87 (2H, m), 2,08-2,35 (6H, m), 2,44-2,65 (3H, m), 2,67-3,87 (5H, M),
3,88-4,05 (1H, m), 4,36-4,51 (1H, m), 4,57-4,67 (1H, m), 6,73-6,86 (1H, m), 7,02-7,12 (2H, m), 7,28-7,50 (4H, m).

ITpumep 308.

N-((285,35)-2-((3'-propoudennn-3-um)mernin)- 1 -((1 -ruapoKCHIMKIOO0Y THIT)Kap OOHHI ) TUP POSTUIIH-3 -
WIT)METaHCYIb()OHAMH

K cmecu runpoxnopuna N-((2S,3S)-2-((3'-pTopoudenun-3-mn)MeTh) IuppouaAnH-3-1i)MeTaHCyIb()oHa-
muna (49,6 mr), 1-rugpokcunukio0yrankapooHoBoi kucyots! (18,0 mr) u AM®PA (1 M) npu KOMHAaTHOH TeM-
neparype no6asisror HATU (73,5 mr) u DIPEA (50,0 mr). CMech mepeMenmBaOT B TCUSHUE HOYH MPH KOM-
HaTHOU TemmepaTtype. K cmecn no0aBisioT HACHIIIEHHBIN BOJIHBIA PacTBOP THApPOKapOOHATa HATPHUSA U IKCTpa-
THPYIOT TONYYEHHYIO CMeCh dTrianeraToM. OpraHn4eckuid cJIod OTHENSIOT, MPOMBIBAIOT BOJOW M HACHIIICH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OE3BOIHBIM CyIh()aTOM MarHus ¥ KOHIEHTPUPYIOT IPH MOHWKEHHOM JIaBje-
HUU. OCTaTOK OYHIIAIOT C TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha CHINKarese (3TUIAIeTaT/TeKcaH) ¢ ToTy-
YCHHUEM YKa3aHHOTO B 3aTOJIOBKE COeIUHCHHUS (45,5 Mr).

'H SIMP (300 MTI'u, IMCO-de) & 1,28 (1H, nn, J=19,1, 8,5 T'm), 1,55-2,14 (5H, m), 2,36-2,46 (2H, M),
2,62-2,74 (3H, m), 2,80 (1H, nx, J=13,6, 4,9 I'n), 2,91-3,06 (1H, m), 3,48-3,68 (2H, m), 3,84 (1H, ym.c), 4,36-
4,72 (1H, m), 5,63-6,07 (1H, m), 7,12-7,23 (1H, m), 7,31-7,42 (2H, m), 7,45-7,57 (5H, m), 7,64 (1H, c).

ITpumep 309.

N-((285,35)-2-((3'-propoudennn-3-mm)mernn)- 1 -((1-(Tprd ropMeTHIT) TUKIOO0Y THIT)KapOOHUIT ) TP POITHU-
JIMH-3-MI)MeTaHCyIb(pOHAMUI.

K cmecu runpoxnopuna N-((2S,3S)-2-((3'-pTopoudenu-3-mn)MeTH) IppouAnH-3-11)MeTaHCyIb()oHa-
muaa (51,0 mr), 1-(TpudTopMeTrn)uKI00yTaHKapOOHOBON KHUCIOTHI (26,7 mMr) u IM®A (1 M) nmpu KOMHAT-
Hoit Temneparype nobdasisitor HATU (76 mr) u DIPEA (51,4 mr). CMmech niepeMemuBaioT B TeYeHUE HOYH TPH
KOMHaTHOU Temmieparype. K cmecu 100aBisitoT HaCKIIIEHHBIH BOJHBIA PaCTBOP THIPOKApOOHATA HATPUS U DKCT-
ParupyroT NOIY4eHHYIO cMech dTmaneraToM. OpraHndecKiid CIoH OTIENSIOT, IPOMBIBAIOT BOJIOW M HACKHIIICH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OE3BOIHBIM CyIh()aTOM MarHus ¥ KOHIEHTPUPYIOT IPH MOHMKEHHOM JIaBje-
H1H. OCTaTOK OYMINAIOT C TIOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha CHiIMKaresie (3THIaleTaT/TekcaH) ¢ mojy-
YCHHEM YKa3aHHOTO B 3aTOJIOBKE coenuHeHus (54,5 Mr).

'H SIMP (300 MI'n, JIMCO-dg) & 1,40 (1H, 1, J=10,6 T'), 1,74-2,08 (2H, M), 2,11-2,37 (4H, m), 2,53-2,66
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(1H, ™), 2,68-2,83 (4H, m), 2,98 (1H, nx, J=13,8, 6,6 I'm), 3,32-3,41 (1H, m), 3,45-3,61 (1H, m), 3,86 (1H, nx,
J=9,8 Tm), 4,53 (1H, n, J=7,3 T'm), 7,12-7,24 (1H, m), 7,30-7,41 (2H, m), 7,43-7,56 (4H, m), 7,59 (1H, c), 7,63
(1H, ¢).

ITpumep 310.

N-((2S,3S)-1-(uukmobyrrnkapoonnn)-2-((3',5'-mud TopOud eHMIT-3 -1 )METHI ) TUPPOTH TN H-3 -HJT)METaH-
cynmbhoHaAMUI.

Cmech  N-((2S,3S)-2-(3-6pomOen3mn)- | -(IuKI00y THITKap OO HUIT ) T PP OJTU AN H-3 -HIT ) METAaHC YIb(OHAMHU 1A
(9,5 mr), (3,5-mudTopdheHmT)00poHOBOI KUCIOTH (28,2 Mr), 1M BomHOTO pacTBopa Tpukammiidocdara (0,358
muit), XPhos Pd G3 (3,03 mr) u TT'® (2 mur) nepemenmBatot B arMmocepe asota npu 70°C B Teuenue 1 4. K cme-
CU J00AaBISIOT HACHIICHHBIN BOMHBIA PacTBOpP THIPOKapOOHATa HATPHS M IKCTPArUPYIOT MOIYYCHHYIO CMECh
stmnaneraToM. OpraHn4ecKuil cI0il OTHENSAIOT, MPOMBIBAIOT HACHINICHHBIM PAacTBOPOM COJIM, CyIIaT Haj 0e3-
BOJIHBIM CyIb(aTOM MarHus W KOHIICHTPUPYIOT MPHU MOHIKEHHOM JaBicHHU. OCTAaTOK OYHIIAIOT C TOMOIIBIO
KOJIOHOYHOW Xpomarorpadun Ha cunmkaresne (NH, stunanerar/rekcan). [lomydyeHHOe TBepIoe BELIECTBO KpH-
CTAUTM3YIOT U3 CMECH ATHJIALIETAT/TeKCaH C TIOJIy4YeHHEM YKa3aHHOTO B 3ar0JIOBKE coetuHeHus (32,7 mr).

'H SIMP (300 MI', IMCO-dg) & 0,86-2,40 (9H, m), 2,64-3,30 (6H, m), 3,33-3,58 (1H, M), 3,75-3,98 (1H, M),
4,02-4,46 (1H, m), 7,13-7,69 (8H, m).

ITpumep 311.

N-((2S,3S)-1-(uukmobyTrmikapoonnn)-2-((3'-MeTHIO N €HUIT-3 -FIT ) METHI ) TUPPOITH AMH-3 -1 )ME TaH-
cynmbhoHAMUI.

Cmech  N-((28S,3S)-2-(3-6pom6ben3min)- | -(IuKI00y THIKap OO HWIT ) T PP OJTU AN H-3 -FIT ) METAaHC YT OHAMHU 1A
(51,4 wmr), (3-metmndenmn)dbopoHoBoii kucioThl (25,2 mr), 1M BomgHOro pacTBopa Tpukamuiidocdara (0,371
muit), XPhos Pd G3 (3,14 mr) u TT'® (2 mu) nepemenmBatot B arMocepe asota npu 70°C B Teuenue 1 4. K cme-
CHU J00AaBISIOT HACHIICHHBIN BOMHBIA PacTBOpP THIPOKapOOHATa HATPHS M IKCTPArUPYIOT MOIYYCHHYIO CMECh
stmnaneraToM. OpraHn4ecKuil cI0il OTHENSAIOT, MPOMBIBAIOT HACHINICHHBIM PAacTBOPOM COJIM, CyIIaT Haj 0e3-
BOJIHBIM CYIb(aTOM MarHus W KOHIICHTPUPYIOT MPHU HMOHIKEHHOM JaBicHHU. OCTAaTOK OYHIIAIOT C TOMOIIBIO
KOJIOHOYHOM Xpomatorpaduu Ha cmukarene (NH, sTunanerat/rekcal) ¢ MOTy4eHHEM YKa3aHHOTO B 3arOJIOBKE
coemuaeHUs (52,0 Mr).

'H SIMP (300 MI't, IMCO-dg) & 0,91-2,36 (8H, m), 2,37 (3H, c), 2,64-3,07 (5H, m), 3,11-3,60 (3H, M),
3,73-3,97 (1H, m), 4, 014,45 (1H, m), 7,09-7,69 (9H, m).

ITpumep 312.

N-((2S,3S)-1-(uuknobytrnkapoonann)-2-((3'-hTopOud e HIIT-3 -1iT ) ME THI ) TUPPOTH TN H-3 -1T) - | -METOKCH-
METaHCYIh()OHAMUI.

A) TpeT-byTnn-(2S,3S)-2-(3-6pomoben3mn)-3-(((OpoMme TN )CyTh()OHUIT)aMUHO ) TUPPOTUIANH- 1 -
KapOOKCHIIaT.

K cmecu tpet-0yTmin-(28S,3S)-3-amuno-2-(3-0pomOen3un)mupponuaus- 1 -kapookcunara (900 mr) u TT D
(3 mun) mpu 0°C nobasmsitor DIPEA (1,33 mut) n 6pommerancynsdonmxitopun (0,392 mi). CMmech nepemernu-
BaroT B TeucHHe 30 MUH, K cMeCH TOOABIISIOT HACBHIIICHHBIA BOJHBIN PacTBOpP TMAPOKAPOOHATA HATPUS M IKCT-
parupyroT NOJIYYeHHYIO CMeCh dTwiianeratoM. OpraHuuecKuid CIIOH OTHEINSIOT, cylaT HajJ Oe3BOAHBIM cyibda-
TOM HaTpUsI ¥ KOHLEHTPUPYIOT P MOHIKCHHOM JIaBJICHUH C TTOJYYEHHEM YKa3aHHOTO B 3ar0JIOBKE COEIUHE-
Hus (1,35 1).

MC: [N-H]" 510,8.

B) tper-byrmi-(2S,3S)-2-(3-6pomOen3ni)-3-{((METOKCUMETHUI)CYIb(POHNI)aMHUHO ) ITUPPOTUINH- | -
KapOOKCHIIaT.

Cmech TpeT-0yTun-(2S,3S)-2-(3-6pombensmn)-3-(((6poMMeTH)CyabPOHNIT)aMUHO ) ITUPPOJTHUINH- | -
kapOokcmnata (1,20 1), kapbonara cepedpa(l) (3,23 r) u MeOH (3 mi1) HarpeBarOT B TEPMETH3UPOBAHHOM TIPO-
6upke 1o 100°C. CMech nepeMeIInBaiT B TeYCHUE 3 4 U QUIBTPYIOT, 100ABISIOT HACHIIICHHBIH BOIHBIN pac-
TBOP TMApPOKapOOHaTa HATPUsI M SKCTPArHPYIOT MOJIYYEHHYIO CMeCh dTHianeratoM. OpraHudeckuil cioi oTe-
JSFOT, CymaT HaJx OE3BOJHBIM CYNb(ATOM HATPHUS W KOHUCHTPUPYIOT MPHU MOHWKEHHOM AaBiicHHH. OCTaTOK
OYMIIAIOT C ITOMOIIBIO KOJOHOYHON Xpomarorpaduu Ha CHIIMKarene (3TWIaleTaT/TeKcaH) ¢ MOIydYeHHEM yKa-
3aHHOTO B 3ar0JIOBKe coeanHeHus (640 Mmr).

MC: [N-H]" 460.9.

C) tper-bytmin-(2S,35)-2-((3'-propoudennn-3-mm)meTrn)-3-(((METOKCUMETHIT ) CYITb(OHMI )AMHHO ) ITHPPO-
TUarH- 1 -KapOOKCHITaT.

Cwmech TpeT-0yTnin-(2S,3S)-2-(3-6pomben3un)-3-(((MeTOKCUMETH )CYIb(MOHNUIT)aMUHO ) ITUPPOJIH TN H-
1-kap6okcunata (342 mr), (3-propdenmn)ooponoBoit kuciothl (155 mr), XPhos Pd G3 (125 mr), IM BoaHOTO
pactBopa Tpukammidocdara (1 mu) u TT'D (1 M) mepememmaroT pu 60°C B Teuenue 1 4. K cmecu mo6assi-
FOT HACBHIIIEHHBI BOXHBIA PacTBOpP THAPOKapOOHATa HATPHUSA W HKCTPATHPYIOT MOJIYYCHHYIO CMECh ATHJIAleTa-
ToM. OpraHUdYecKuil CIIOHM OTHCISIOT, CYIIAaT Hal OC3BOIHBIM CyIb(aToM HATPHUS U KOHIICHTPUPYIOT IIPH ITOHH-
JKCHHOM JiaBiieHHH. OCTaTOK OYMINAIOT C IOMOINBIO KOJOHOYHOM XpoMaTorpaduu Ha CHIIMKarene (dTHiiale-
TaT/TeKcaH) C MOJYyYEHHEM YKa3aHHOTO B 3ar0JIOBKe coenHeHus (286 mr).

B MC: [N-H]" 477,0.
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D) N-((28,35)-1-(unknobyrunkapoonnn)-2-((3'-pTopoud eHni-3 -nI)MEeTHI ) TUPPOTUANH-3 - 1) - 1 -
METOKCUMETAHCYIb(QOHAMHU/T.

K tper-0yTnin-(2S,3S)-2-(3'-dbropoudenwi-3-mum)mernn)-3-(((METOKCUMETHIT)CYITb(HOHUIT) aMUHO ) TUPP OJTH -
nuH- 1 -kapbokcunaty nobasmstor (58 Mr) 4M pacTBOp COJISTHOM KHCIOTHI B dTHIIarieTate (1 Mir) U mepeMentuBaroT
TIOJTYYCHHYIO CMECh B TeueHue | 4. PeakImoHHBIN pacTBOpP KOHIIEHTPUPYIOT M K cMech octaTka 1 TT'D (1 mur) mpu
KOMHaTHOU Temmiepatype no6apisioT TEA (0,084 M) u mukmoOytankapoonmtximopua (17,2 mr). CMmech niepeMe-
MUBaIOT B TeueHne 30 MHUH, 3aTeM K cMecH T0OaBIISIOT HACHIIIEHHBIH BOJHBIA PACcTBOP THAPOKapOOHATA HATPHUS
M OKCTParupyroT MOIYYEeHHYI0 CMeCh STHiareraToM. OpraHmdecKuil CIoil OTHENSIOT, CyImaT Haj Oe3BOTHBIM
Cynb(paToM HATPUS U KOHUEHTPUPYIOT NPHU MOHIKCHHOM JaBiicHHH. OCTaTOK OYHIIAIOT C MOMOIIBIO KOJIOHOY-
HOW XpoMaTorpaduu Ha CHIIUKaresie (ITUIANECTAT/TEKCAaH) C IMOJIYYCHHUEM YKa3aHHOTO B 3arOJIOBKE COCTUHCHUS
(28 mr).

'H SIMP (300 MI', CDCl3) & 1,63-2,01 (4H, m), 2,07-2,67 (5H, m), 3,00-3,23 (2H, m), 3,26-3,53 (2H, M),
3,55-3,71 3H, m), 3,92-4,27 (3H, m), 4,50 (2H, ¢), 6,93-7,24 (2H, m), 7,29-7,55 (6H, m).

ITpumep 313.

N-((285,35)-1-(azerunun- 1 -unxapoonnn)-2-((3'-hTopOord e HHI-3 - M) METHIT ) TUP POJTUTUH- 3 -FJT)METaH-
cynmbhoHAMUI.

K cmecu ruapoxnopuma N-((2S,35)-2-((3'-propoudeHnn-3-min)MeTHI) TUpPpOTHINH-3 -1 ) METAaHCYTb(POHA -
muza (50,2 mr) u TT'® (2 mu) npu 0°C gobasmsiroT ouc(Tpuxiopmetn)kapbonat (31,0 mr) u DIPEA (33,7 mr).
Cwmech nepemermmBaroT ipu 0°C B Tedenne 10 MUH W PEakIMOHHBIN pacTBOP KOHICHTPUPYIOT. K moyueHHOMY
octatky mobapistor TT'® (2 mn) u azeruaus (22,3 mr). CMech epeMeMBaIOT MPY KOMHATHON TeMITepaType B
teueHue 2 4. K cmecn m00aBISIOT HACHIIICHHBIN BOIHBIH pacTBOp THApPOKapOOHATAa HATPHUS M IKCTPATUPYIOT
MOJYYCHHYIO CMECh ATHiareratoM. OpraHMYecKuid CJI0H OTICISAIOT, MPOMBIBAIOT BOJOW M HACHIIICHHBIM pac-
TBOPOM COJIH, CYIIAT HaJ OC3BOAHBIM CYIb()AaTOM MAarHus U KOHICHTPHPYIOT NMPHU MOHWKEHHOM JaaBicHuu. Oc-
TaTOK OYHIIAIOT C MOMOIIBIO0 KOJIOHOYHOM xpoMmarorpaduu Ha cwrukarene (NH, stunanerat/rekcan). [Tomyuen-
HOE TBEPJOE BEIIECTBO KPHCTAJUIM3YIOT M3 CMECH ITWIIALICTAT/TEKCAaH C MOJYyYEHHEM YKa3aHHOTO B 3arOJIOBKE
coenuHeHUS (44,7 mr).

'H SIMP (300 MI', IMCO-de) & 1,79-2,02 (3H, m), 2,08 (1H, xr, J=7,5, 4,0 T'w), 2,68-2,79 (1H, m), 2,83
(3H, ¢), 2,86-2,97 (1H, m), 3,09-3,22 (1H, m), 3,26-3,38 (1H, m), 3,60 (2H, kB, J=7,6 I'n), 3,79 (3H, x, J=7,6 '),
4,28 (1H, n, J=6,7 I'm), 7,12-7,23 (1H, m), 7,26-7,32 (1H, m), 7,32-7,41 (1H, m), 7,44-7,55 (5H, m), 7,57 (1H, c).

ITpumep 314.

N-((2S,3S)-2-((3"-bropoudennn-3-mr)meTwn)- 1 -(( 1 -Me TOKCHITUKIIO0 y THIT ) Kap OOHIIT ) TUP P OJTATHUH-3 -
WI)METaHCyTb(HOHAMUI.

K cMecH THAPOXJIOPHUIA N-((2S,35)-2-((3'-pTopbudeHnn-3-mI)MeTHIT ) TUPP O IIH-3 -

nn)MerancyinbpoHamuaa (50 mr), 1-meToxcunukiiodyrankapboHoBoi kuciotsl (20,3 mr), TEA (65,7 mr) u
JIM®A (2 mi) mpu koMHaTHO# Temnepatype nodasisitor HATU (59,3 Mr) u mepeMeImBaioT MONTyYCHHYIO
CMech NP KOMHATHOM Temmepatype B TedeHue 30 muH. K cMecu mo0OaBISIOT HACHIIICHHBIH BOJHBIA PacTBOP
ruapokapOoOHaTa HATPUS M MOJIYYSHHYIO CMECh SKCTParupyor stuinaneratoM. OpraHn4eckuil Cioi OTAeNsIoT,
MPOMBIBAIOT HACKHIIIICHHBIM PACTBOPOM COJIM, CYIIAT HaJl O€3BOAHBIM CYJIH(ATOM MarHus ¥ KOHICHTPUPYIOT PU
MOHIDKEHHOM JaBiieHHH. OCTaToOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cuiMKareie (3THi-
arerar/rekcaH) ¥ KpUCTALIM3YIOT U3 ITWIIAIETaTa, JUU30IPOINIMIIOBOrO d(Hpa U TeKcaHa ¢ ToJlydeHUEM yKa3aH-
HOTO B 3aroJIoBKe coenHeHus (53 mr).

'H SIMP (300 MI', CDCl3) & 1,60-2,03 (3H, m), 2,03-2,20 (2H, m), 2,20-2,37 (1H, m), 2,42-2,61 (5H, M),
2,85-2,98 (1H, m), 3,08 (3H, c), 3,19-3,30 (1H, ™), 3,52-3,66 (2H, ™), 3,91-4,09 (1H, m), 4,36-4,48 (1H, m),
4,68-4,80 (1H, m), 6,98-7,09 (1H, m), 7,26-7,48 (6H, m), 7,53-7,58 (1H, m).

ITpumep 315.

N-(1tuc- 1 -(mukmobytmikapoonnn)-2-((2-(3,5-mudropdennn)-1,3-Trazon-4-wn)MeTHIT ) THPPOTHIAH-3 -
WT)3TaHCYTh()OHAMUI.

A) Ttper-byrun-nuc-2-((2-6pom-1,3-trazon-4-un)metwmi)-3-((3TUIACYIbHOHUIT)aMHUHO ) TUPPOJTH T H-
1-kapOokcuar.

K cmecu tper-0yTHIiI-11c-3-aMuHO-2-((2-0pom-1,3-Trazon-4-uia)MeTnin) nuppoiananH- 1 -kapookcmiata (500
mr), TEA (209 mr) u TT® (5 mur) npu KOMHaTHOH TeMmeparype 100aBiIsoT dTaHCyIbhonmixaopun (213 mr).
CmMech nepeMeInBaroT Npyd KOMHATHOH TeMIiepaType B TedeHHe | 4 W 3aTeM pa30aBisiioT sTuianeratoM. He-
pacTBOPHMOE BEIIECTBO YAAISIOT (GUIbTpaLeld n GHIbTpaT KOHUEHTPUPYIOT IIPU HOHMKEHHOM aaBieHuH. Oc-
TaTOK OYMINAIOT C ITIOMOIILI0 KOJIOHOYHOM XpoMmaTorpadun Ha cuiukaresie (dTHIAEeTaT/TeKCaH) C MOJyIeHUEM
YKa3aHHOTO B 3arojioBke coequHeHwus (610 mr).

MC: [M+H]" 454,1.

B) Tper-byrun-muc-2-((2-(3,5-mudropdennn)-1,3-trazon-4-mn)metun)-3-((3THICYTHPOHNI ) AMHHO ) TTHP-
ponuanH- 1 -KapOOKCHIIAT.

Cmech  Tper-OyTun-umc-2-((2-6pom-1,3-tuazon-4-mm)mernn)-3-((3THIACY I OHIIT)aMHHO ) TUPPOITHIMH- | -
kapOokcunara (610 mr), (3,5-mudTopdennn)ooporosoit kucaoTsl (318 mr), (A-taPhos),PdCl, (90 mr), kapbona-
ta kamus (371 mr), DME (4,8 mx) u Boasl (1,6 M) mepemermBaioT B atMocepe azota npu 90°C B TeueHue 30
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MuH. CMECh OYHIIAIOT C TOMOIIBI0 KOJIOHOYHOU XpomaTorpaduu Ha cuimkarene (NH, sTunanerar/rekcan) ¢
MOJIY4YEeHUEM YKa3aHHOTO B 3aT0JIOBKE coeuHeHus (595 mr).

MC: [M+H]" 488,3.

C) Hurmapoxmopun  N-(umc-2-((2-(3,5-mudropdenmn)-1,3-tnazon-4-un)MeTHI) THPPOTHINH-3 -
WIT)3TaHCYIh(OHAMHU/IA.

K cmecun Tper-Oyrun-ume-2-((2-(3,5-mudropdenwmn)-1,3-tnazon-4-wn)mMetwn )-3-((3TIIcynbGoHmIT )aMu-
HO)UpposuauH- 1 -kapbokcunara (595 mr) u MeOH (2 mur) mpu KoMHaTHOH TeMriepaType nobaBisioT 4M pac-
TBOP COJITHOM KHCJIOTHI B IUKJIOTICHTUAMETHIOBOM 3dupe (8 Mi). CMech MmepeMenrBaioT Ipyu KOMHATHOW TeM-
neparype B Tedyenne 30 MUH U 3aT€M KOHLIEHTPHUPYIOT C IOJydYeHHEM YKa3aHHOTO B 3aroJIoBKe coequHeHus (560
MT).

MC: [M+H]" 388,2.

D) N-(umc-1-(unknoOyrunkapoonuin)-2-((2-(3,5-mudropdennn)-1,3-ruazon-4-ua)MeTHI ) IUPPOIUIUH-3 -
WIT)3TaHCyIb(QoHAMHUT.

K cmecn murmppoxmopuma  N-(1ue-2-((2-(3,5-mudropdennn)-1,3-tuazon-4-mm)MeTHI ) TUPPOITU IHH-3 -
nn)stancynabporamuna (100 mr), TEA (110 mr) u TT'® (2 M) pu KOMHATHOU TeMIIepaType JT0OABIISIOT IUK-
nobyrankapoormmxopu (38,6 Mr). CMech NepeMennBaoT Ipu KOMHATHOW TeMIiepaType B TedeHue 1 4 u 3a-
TeM pa30aBIIOT PEaKIMOHHYIO CMECh JTHIIAleTaToM. HepacTBopmMoe BEmIECTBO yNANAIOT (GHIbTpammed u
(UIbTPaT KOHIEHTPUPYIOT MPH MOHIKEHHOM AaBiieHHH. OCTaTOK OYHMINAIOT C IIOMOIIBI0 KOJOHOYHOH Xpoma-
Torpaduu Ha CUIIMKaresie (3TUIAIETaT/TeKCaH) ¢ TIOJydeHHEM YKa3aHHOTO B 3aroJioBke coenuueHus (73 mr).

'H SIMP (300 MI'u, IMCO-dg) 8 1,16 (3H, ¢), 1,28-2,23 (8H, m), 2,65-3,47 (7H, m), 3,77-3,96 (1H, m),
4,15-4,49 (1H, m), 7,31-7,74 (5H, m).

ITpumep 316.

N-(ume-2-((2-(3,5-mdropdenun)-1,3-tuazon-4-mwr)metun)- 1 -(( 1 -MeTHIIMKI00Y THIT ) KapOOHIIT )TUPPOITU TH-3 -
WIT)3TaHCYTb(OHAMUI.

K cmecu murunpoxnopuaa N-(muc-2-((2-(3,5-mudpropdenmn)-1,3-rna3on-4-ua)MeTHI) THPPOITUITH-
3-un)stancynsponamuaa (100 mr), 1-metmwnmuknoOyrankapOonoBoit kucnotsl (29,8 mr), TEA (110 mr) u
JAM®A (2 mur) npu koMHaTHOI Temnepatype nodasisior HATU (99 mr) u nepeMennBaioT mojiydeHHyl0 CMech
TPy KOMHATHOW Temrieparype B Tedenne 30 muH. K cMecn mo0aBistoT HACBHIMEHHBI BOJAHBIN PacTBOpP THIPO-
KapOOHaTa HATPHS M SKCTPArupylOT MONyYEHHYIO CMech dTmianeratoM. OpraHudecKuii cJIoi OTAENSIOT, Ipo-
MBIBAIOT HACBHIIICHHBIM PAaCTBOPOM COJIM, CYIIAaT HaJ Oe3BOMHBIM CYNb(ATOM Maruvs W KOHLIEHTPUPYIOT IPH
TOHM)KEHHOM JaBiieHHH. OCTaTOK OYHMIAIOT C IOMOIIBI0O KOJIOHOYHON XpoMaTorpadui Ha CHIMKarene (3THII-
areTaT/TeKcaH) U KPUCTAJUTU3YIOT U3 STHIIAIETaTa, TUHU3OMPOIIIIIOBOTO AHpa U reKCaHa ¢ MOJydICHUEM yKa3aH-
HOTO B 3ar0JIOBKE COeMHEHUs (68 MT).

'H SIMP (300 MT';, IMCO-de) & 1,08-1,30 (6H, m), 1,35-1,51 (1H, m), 1,55-1,69 (2H, m), 1,70-1,93 (2H,
M), 2,04-2,21 (2H, m), 2,24-2,39 (1H, m), 2,82-3,30 (6H, m), 3,75-3,94 (1H, m), 4,39-4,53 (1H, m), 7,31-7,44
(1H, m), 7,48 (1H, ¢), 7,52-7,69 (3H, m).

ITpumep 317.

N-(ume-2-((2-(3,5-mudrophenun)-1,3-trazon-4-mwr)metun)- 1 -(( 1 -rTHaIpOKCHIMKIO0Y THIT) KapOOH LT ITUPPOITH-
JIMH-3-1J1)3TaHCYIb()OHAMI,

K cmecn murmppoxmopuma  N-(1ue-2-((2-(3,5-nudropdennn)-1,3-tuazon-4-mm)MeTHI ) IUPPOITU JHH-3 -
nn)stancynbporamuna (100 mr), 1-ruppokcunmrinodyrankapooHoBoi kuciotsl (30,3 mr), TEA (110 mr) u
JAM®A (2 M) ipu KOMHaTHO# TemmepaType no6asisioT HATU (99 mr) u nepeMemunBaioT MoTyIeHHYIO0 CMeCh
TPy KOMHATHOW Temrieparype B Tedenne 30 muH. K cMecn mo0aBistoT HACHIMEHHBIH BOJAHBIN pacTBOpP THIPO-
KapOOHaTa HATPHUS M SKCTPArupylOT MONyYSHHYIO CMech dTmianeratoM. OpraHudecKuii cJIoi OTAENSIOT, Ipo-
MBIBAIOT HACBHIIICHHBIM PAaCTBOPOM COJIM, CYIIAaT HaJ Oe3BOMHBIM CYNH(ATOM Maruus W KOHLIEHTPUPYIOT IPH
MOHIKEHHOM JaBiieHHH. OCTaToOK OYMINAIOT ¢ MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cHiMKareie (3THi-
arerar/rekcaH) ¥ KpUCTAUIM3YIOT U3 TWIIAIETaTa, JUU30IPOIIMIIOBOTO d(Hpa U TeKcaHa ¢ ToJlydeHUEM yKa3aH-
HOTO B 3aTOJIOBKE coeuHEHHS (56 MT).

'H SIMP (300 MI'n, IMCO-dg) & 1,16 (3H, 1, J=7,4 T'), 1,22-1,49 (1H, m), 1,55-1,82 (2H, m), 1,83-2,17
(3H, m), 2,31-2,47 (2H, m), 2,87-3,28 (4H, m), 3,37-3,52 (1H, m), 3,54-3,71 (1H, m), 3,73-3,94 (1H, m), 4,39-
4,57 (1H, m), 5,73 (1H, ¢), 7,31-7,43 (1H, m), 7,47 (1H, ¢), 7,51-7,58 (1H, m), 7,59-7,68 (2H, m).

ITpumep 318.

N-(1ue-1-(6nmukmno[ 1.1.1]nent-1 -mikapoonmn)-2-((2-(3,5-audropdenmn)-1,3-rnazon-4-mir)MeTHI ) TUp-
PONUANH-3 WIT)3TaHCYIb()OoHAMUT.

K cmecn murmmpoxmopuma  N-(1muc-2-((2-(3,5-mudropdennn)-1,3-TrHazon-4-mun)MeTHIT ) TAPPOTHTAH-3 -
nn)stancynbporamuna (100 mr), ourmkio[1.1.1]nenTan-1 kap6onoBoit kuciotsl (29,2 mr), TEA (110 mr) u
JAM®A (2 M) ipu kKoMHaTHO# TemmepaType no6asisaioT HATU (99 mr) u nepeMemuBaioT MoIyIeHHYIO0 CMeCh
MIpu KOMHATHOW Temrmieparype B Tedenrne 30 muH. K cMecn mo0aBistoT HACHIEHHBI BOJAHBIN PacTBOpP THIPO-
KapOOHaTa HaTpUs M SKCTPArupyroT IMOIyYSHHYIO cMech aTmianeraroM. OpraHnyeckuil Clol OTAENAIOT, Mpo-
MBIBAIOT HACBHIIICHHBIM PacTBOPOM COJIM, CyIIAT Haj Oe3BOIHBIM CYIb(aTOM MarHusl U KOHLUEHTPHUPYIOT IpH
MOHIKEHHOM JAaBiieHHH. OCTaTOK OYMINAIOT C IMOMOIIbI0 KOJOHOYHOH Xpomarorpaduu Ha cuiukarene (3THil-

- 40 -



043368

areTaT/TeKcaH) M KpUCTAUTH3YIOT U3 dTHIALETaTa, JMU30MPONMIOBOTO 3(Hpa M FeKCaHa ¢ MOJIy4YeHHEM yKa3aHHO-
TO B 3arojioBke coemuHenus (41 mr). 'H smMP (300 MI', AMCO-dg) 6 1,11-1,21 (3H, m), 1,63-2,03 (7H, m), 2,05-
2,19 (1H, m), 2,22-2,42 (1H, m), 2,75- 3,55 (6H, m), 3,75-3,96 (1H, m), 4,34-4,60 (1H, m), 7,27-7,69 (SH, m).

ITpumep 319.

N-(1uc- 1 -(mukmodyTminkapoonmn)-2-((2-henni- 1,3-Tuazon-4-uin)Me T ) TAPP OTH TN H-3 -WIT ) METAHC Y ITh-
dhonamm.

A)  Tper-byTtuin-muc-3-((MeTmicynbGoHna)aMuHO)-2-((2-pennn-1,3-tnazon-4-un)MeTHI ) TUPPOTUIUH- | -
KapOOKCHIIAT.

K cMmecu Ttper-Oyrmi-muc-3-amuHO-2-((2-perm- 1,3-Tra3on-4-min)MeT ) TUpPpOTuANH- | -kapOoKCcHIaTa
(45,3 mr), TEA (25,5 mr) 1 TT'® (1 mum) mipu 0°C 1o6aBIsrOT METaHCYIB(POHOBBIN aHTUIPHL (28,5 MT) U 3aTeM
PCaKUMOHHBIM pacTBOp KOHLEHTPUPYIOT IIPH IOHWKEHHOM AaBieHHH. OCTaTOK OYMINAIOT C HOMOIIBIO KOJIO-
HOYHOW Xpomarorpaduu Ha CHIMKaresie (3TUIAlleTaT/TeKcaH) ¢ MOIydYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIHHE-
Hus (44,3 mr).

MC: [M+H]" 438,2.

B) N-(uwmc-1-(unknoOyrunakapoonmn)-2-((2-dpenm-1,3-tua3on-4-mr)MeTHI) TUPPOTUANH-3 -1 )METaH-
cynmbhoHAMUI.

Cmech TpeT-OyTHiI-1inc-3 -((MeTHIICY b OHMI )aMHHO )-2-((2-perm- 1,3 -Tra3o-4 -1 ) METHIT ) TUPPOITH T H-
1-kap6okcunata (44,3 mr), 4M pacTBOpa COJSHOW KHCIOTHI B IMKJIONMEHTHIMETHIOBOM 3dupe (0,506 Mn) u
MeOH (0,25 M) mepeMemmBarOT Mpu KOMHATHOH TeMmIieparype B TeueHne 30 MUH W 3aTeM KOHIICHTPUPYIOT
pu ToHWKeHHOM naBieHuHu. Octarok cycneHaupyioT B TT'® (0,8 M) u x cmecu npu 0°C gobasisior TEA
(51,2 mr) u mukiodbyrankapbormxiopus (18,0 mr). Cmech mepemMemunBaloT Mpu KOMHATHOW TeMIleparype B
TeueHne | 49, K cMecH 100aBIISIOT HACBHIIIEHHBIH PacTBOP COJM M KOHIEHTPUPYIOT MOJTYYEHHYIO CMECh IPH I0-
HIDKEHHOM faBiieHHH. OCTaToK OYMINAIOT C ITOMOIIbI0 KOJOHOYHOHM Xpomartorpaduu Ha cuimkareie (Mera-
HOJI/THJIALETaT) C MOJTYyYECHHEM YKa3aHHOTO B 3aroJIoBKe coeanHeHus (32,9 mr).

'H SIMP (400 MT';, CDCl3) & 1,32-1,51 (1H, m), 1,82-2,03 (2H, m), 2,07-2,59 (5H, M), 2,96-3,03 (3H, M),
3,07-3,41 (4H, m), 3,55- 3,67 (1H, m), 4,02-4,09 (1H, m), 4,29-4,58 (1H, m), 6,84-7,04 (1H, m), 7,39-7,53 (3H,
M), 7,88-8,00 (2H, m), 8,29 (1H, &, J=9,5 I'nm).

ITpumep 320.

N-((2S,3S)-1-(uukmobyTmikapoonnn)-2-((2-(3-bropdennn)-1,3-Trazon-4-mn)MeTHIT) TUPPOTHIAH-3 -
WI)METaHCYTb(HOHAMUI.

Pamemar (123 MT) N-(nuc-1-(muxnodbytunkapoonmn)-2-((2-(3-prophenunn)-1,3-tnazon-4-
WJT)METHI ) TAPP O I H-3-WIT) METaHCYIb(pOHAMH A pa3elsiioT ¢ moMoribio BOXKX (komonka: CHIRALPAK
OD (IK001), 50 mm IDx500 mm L, nponsBoncrea Daicel Chemical Industries, monsrkHast ¢asza: rekcan sra-
HOo1=600/400) ¢ moyrydeHrneM MPOJYKTa, COCTABISIONMIETO (HPAKIIUIO C MEHBIIUM BpeMeHeM yaepkuBaHus. [lo-
JYYCHHBIA MPOAYKT PACTHPAIOT B CMECH AMATHIIOBEII (Hp/TeKcaH ¢ MOydeHHEeM YKa3aHHOTO B 3ar0JIOBKE CO-
enuHenus (43,2 mr).

'H SIMP (300 MI', CDCly) & 1,35-1,50 (1H, m), 1,82-2,47 (7H, m), 2,95-3,40 (7H, m), 3,61 (1H, ax,
J=14,7, 6,0 T'm), 3,88-4,19 (1H, m), 4,30-4,57 (1H, m), 6,89-7,05 (1H, m), 7,10-7,20 (1H, m), 7,40-7,50 (1H, m),
7,59-7,68 (1H, m), 7,70-7,78 (1H, m), 8,12 (1H, 1, J=9,1 I'n).

ITpumep 321.

N-((285,35)-1-(uuxnobytunkapoonuin)-2-((2-penun-1,3-Trazo-4-11)Me THII) T PPOITUANH-3 -1 U KO-
HponaHcyIbQOHAMUI.

Panemar (234 mr) N-(uuc-1-(uukno0ytunkapoonun)-2-((2-denun-1,3-Traz01-4 -1ibl )METHIT) THPPOIUAUH-
3-un)uEKIIonponancyiabhoHamMuna pasneisiioT ¢ nomompbio BOXX (komonka: CHIRALPAK AS (CC001), 50
MM [Dx500 mm L, mpoussoncta Daicel Chemical Industries, moaBmxkHas ¢asa: rekcan/s>tanon=700/300) ¢ mo-
Jy9eHUEM COEIMHEHMS, COCTABIIIONIETO (Ppakiiio ¢ 6ojee JINTEIFHBIM BpeMeHeM yaepkuBanus. [lomydernoe
COEIMHEHHUE PacTUPAIOT B CMECH IUATHIIOBBIA A(HP/TEKCAH C MOTyIeHHEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHUS
(42,6 mr).

'H SIMP (300 MI'u, CDCl;) & 0,80-1,44 (5H, M), 1,81-2,50 (8H, m), 3,02-3,39 (4H, m), 3,65 (1H, ax,
J=14,8, 5,7 T'm), 4,03-4,21 (1H, m), 4,43-4,57 (1H, m), 6,89-6,97 (1H, m), 7,41-7,57 (3H, M), 7,90-7,96 (2H, m),
8,11 (1H, 1, J=9,8 I'm).

IIpumep 322.

N-(ue-2-((2-(3,5-nudropdenun)-1,3-rnazon-4-mm)metwn)- 1 -((1-MeTHAINKIOO0 Y THIT) KapOOHIIT ) TUPP OITH-
JMH-3-MI)MeTaHCyTb(OHAMUI.

A) tper-bytun-unc-2-((2-(3,5-mudropdpennn)-1,3-tuazon-4-nn)merin)-3-((MeTHICYTb(HOHMIT)aMHUHO )ITUP-
ponuauH-1-kapOoKcuaT.

Cmechb Tper-OyTni-uc-2-((2-6pom-1,3-tuazon-4-mm)metnin)-3-((MeTHICY I OHIIT)aMHHO ) TUPPOIUAUH- | -
kapOokcmiata (430 mr), (3,5-mudropdennn)doponoBoit kuciots! (231 mr), (A-taPhos),PdCl, (32,8 mr), kap6o-
HaTa kamus (270 mr), DME (4 mi) u Bonsl (1 M) mepememuBaioT B atmocdepe azota npu 80°C B Teuenne 30
MUH. PeaknnoHHBIA pacTBOp KOHLIEHTPUPYIOT TPH MOHIKCHHOM JIABJICHHH W OCTATOK OYHINAIOT C MOMOIIBIO
KOJIOHOYHOM XpoMaTorpaduu Ha CHIIMKareie (dTHIALETAT/TeKCaH) ¢ TIOTyYeHHEM YKa3aHHOTO B 3aroJIOBKE CO-
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emunenus (379 mr). MC: [M+H]" 474,1.

B) Hurunpoxmnopun N-(unc-2-((2-(3,5-mudropdenun)-1,3-Trazon-4-mi)MeTHI) TUPPOIUANH-3 -1IT)METaH-
cynb(hoHaMHIA.

Cmech TpeT-0yTHi-muc-2-((2-(3,5-mudropdhennn)-1,3-truazon-4-mwr)meTun)-3 -((MeTHICYTH(P OHIIT ) aMH-
HO)rupposmauH-1 kap6okcmnata (379 mr), 4M pacTtBopa CONSHOW KHCIOTHI B MPOCTOM ITUKIOIICHTHIMETHIIO-
BoM 3¢dupe (4 mu) m MeOH (2 M) mepeMemuBaioT pyu KOMHATHOH TeMIleparype B TeueHue 1 9 U 3aTeM KOH-
HMEHTPUPYIOT NP MIOHWKCHHOM JIaBJICHUH C ITOJIYICHHEM YKa3aHHOTO B 3arojoBKe coeauHeHus (420 mr).

MC: [M+H]" 374,0.

C)  N-(umc-2-((2-(3,5-mudropdenmn)-1,3-tuazon-4-mwi)meTwn)- 1 -(( 1 -MeTHIIIUKI0 Oy THIT ) KapOOHUIT ) TTHP-
POIMAMH-3-WIT)METaHCYTb(OHAMU.

K cmecn murmppoxmopuma  N-(ue-2-((2-(3,5-nudropdennn)-1,3-tuazon-4-mm)MeTHI ) IUPPOIU JHH-3 -
wn)Mmetancynbhonamuaa (80 mr) u JIM®DA (1 mi) npu komHaTHO# TemniepaType nodasisror TEA (0,106 mi), 1-
METHIIHKIIOOyTaHKapOoHOBYI0 KucioTy (20,9 mr) u HATU (69,5 mr). CMech nepeMeImBaroT B TeueHue 1 4, K
cMecH J00aBJISIOT HACHILCHHBI BOAHBIA pPacTBOpP THAPOKapOOHATa HATPUS M IKCTPArHPYIOT MOIYyYCHHYIO
cMmech dTmiraneTatoM. OpraHn4ecKuil CJIoi OTHENAIOT, IPOMBIBAIOT HACHIIICHHBIM PACTBOPOM COJIH, CyIIaT HaJ
0e3BOIHBIM CYJIB(ATOM HATPHS U KOHIICHTPUPYIOT MIPH MOHIKEHHOM JaBieHHH. OCTaTOK OYUINAIOT C TOMOIIBIO
KOJIOHOYHOM XpoMaTorpaduu Ha CHIIMKareie (dTHIALETAT/TeKCaH) ¢ TIOTyYeHHEM YKa3aHHOTO B 3aroJIOBKE CO-
equHenus (60,7 mr).

'H SIMP (300 MI', CDCl3) & 1,33 (3H, ¢), 1,64-1,85 (4H, m), 1,88-2,00 (1H, m), 2,06-2,20 (1H, m), 2,22-
2,55 (2H, m), 2,98-3,31 (6H, m), 3,68 (1H, an, J=14,7, 6,4 I'n), 4,01-4,24 (1H, m), 4,51 (1H, T, J=6,6 I'n), 6,76-
7,00 (1H, m), 7,08 (1H, ¢), 7,38-7,63 (2H, m), 8,21 (1H, x, J=8,7 T'm).

ITpumep 323.

N-(1ue-2-((2-(3,5-nudropdenmn)-1,3-rnazon-4-mn)metmn)- 1 -((1-ruapoKCHIUKIO0Y THIT)KapOOH LT ) ITHP-
PpOIMIMH-3-WI)MEeTaHCYTb(OHAMU.

K cmecn murmppoxmopuma  N-(1me-2-((2-(3,5-mudropdennn)-1,3-tuazon-4-mm)MeTHI ) IUPPOITU IHH-3 -
wn)Metancynbhonamuaa (80 mr) u JIM®DA (1 mi) npu komHaTHOI# TemniepaType nodasistor TEA (0,106 M), 1-
THIPOKCHIMKIO0YTaHKapOoHOBYI0 KHcaoTy (21,2 mr) m HATU (69,5 mr). CMmech nepeMeIinBaroT B TedeHue 1 4,
3aTeM K CMeCH J100aBIIAIOT HACHIICHHBIH BOIHBIN PacTBOp THApOKapOOHATa HATPHUS U SKCTPArHPYIOT MOIyYeH-
HYIO0 cMech dTHianeraTtoM. OpraHudecKuil CIoil OTAETSIOT, MPOMBIBAIOT HACKHIIIIEHHBIM PACTBOPOM COJIH, CYIIaT
HaJ 0E3BOIHBIM CyIh(GATOM HATPHUSA M KOHICHTPUPYIOT MPH MMOHIKEHHOM HaBieHHH. OCTaTOK OYHINAIOT C TO-
MOIIIBIO KOJIOHOYHOW XpomaTorpaduu Ha cUMKarese (3TUAIeTaT/TekcaH) ¢ TOTydeHHEeM yKa3aHHOTO B 3aro-
JIOBKe coequHeHus (65 MT).

'H IMP (300 MI', CDCls) & 1,41-1,56 (1H, m), 1,63-1, 74 (1H, m), 1,88-2,23 (4H, m), 2,35-2,40 (1H, m),
2,42-2,58 (1H, m), 2,58-2,78 (1H, m), 3,02 (3H, ¢), 3,19 (1H, &, J=14,7 I'n), 3.29-3. 43 (1H, m), 3,45-3,74 (2H,
M), 3,98-4,27 (1H, m), 4,53 (1H, T, J=6,6 I'n), 6,79-6,95 (1H, m), 7,10 (1H, c), 7,41-7, 54 (2H, m), 8,02 (1H, x,
J=9,0 T'm).

ITpumep 324.

N-((285,35)-2-(6udenmn-3-nnmernn)- 1 -(IUKI00y THIKapOOHUIT ) TUPPONTUANH-3 -1T)- | -Me TOKCHMETaH-
cynb(hOHAMHUII.

A) Tper-Bytun-(28,3S)-2-(6udenun-3-nametni)-3-(((METOKCUMETHIT)CYIL(OHIIT ) aMHHO ) TUPPOITHIHH- | -
KapOOKCHIIaT.

Cmech TpeT-0yTHi-(2S,3S)-2-(3-6pombeH3mIT)-3 -(((METOKCUMETHIT ) CYTH(OHIIT )aMUHO ) TUPP O H- | -
kapOokcmiaTta (200 mr), ¢permnboporoBoit kuciotel (79 mr), XPhos Pd G3 (73,2 mr), 1M BogHoro pactBopa
tpukammiipocdara (1 mur) u TT'D (1 M) mepememmBarot pu 60°C B Teuenue 30 muH. K cMecu 100aBisoT Ha-
CBIIIICHHBIA BOJHBIA PacTBOp rHApOoKapOOHaTa HATPHS M SKCTPArHPYIOT MOTYYSeHHYIO CMeCh TmarneratoM. Op-
TaHUYECKHUH CIJION OTHEJSIOT, CyIaT HaJl OS3BOAHBIM CYJIb(aToM HaTPUS U KOHIEHTPUPYIOT NMPH MOHMWKEHHOM
nasieHnH. OCTaTOK OYMINAIOT C TOMOIIBIO KOJIOHOYHOHM XpoMmarorpaduu Ha cuiinkarese (3THianeTaT/TekcaH) ¢
MOJIY4YEeHHUEM YKa3aHHOTO B 3aroJIoBKe coenuHeHus (188 mr).

MC: [N-H]" 459.,0.

B) N-((2S,3S)-2-(oudennn-3-unmernin)- 1 -(UKI00Y THIKApOOHNIT ) IUPPOIUIUH-3-11)- | -METOKCMETaH-
cynb(OHAMHUII.

K  tper-0yrun-(2S,3S)-2-(6udenmn-3-ummernn)-3-(((METOKCUMETHIT)CYITb()OHUIT)aMUHO )ITUPPOTHINH- | -
kapOokcuiaty (70,2 MT) Ipy KOMHATHO# TeMIiepaType H00aBisoT 4M pacTBOp COJITHOW KUCIIOTHI B dTHJIAICTA-
te (1 mur). CMech IepeMenmunBaroT B TeueHue 1,5 9 1 3aTeM KOHIEHTPUPYIOT NMPH MOHMWKEHHOM naBiieHuu. K mo-
nmydyeHHOMY ocTatky Ao6asisitor TT'® (1 mi), TEA (0,106 M) u nukmodyrankapOoHmtxiopun (21,7 mr). Cmech
TIEPEeMEIUBAIOT TIPU KOMHATHOH TeMrieparype B Tedenue 1 4. K cMecn mo0aBIsIIOT HACHIIEHHBIN BOJHBIA pac-
TBOp TUAPOKapOOHATA HATPHUSA M SKCTPArHPYIOT MOIYICHHYIO CMech ATmianeratoM. OpraHndecKuii Cloi oTie-
JSIIOT, CymaT Haja 0e3BOAHBIM CyJab(aToM HATPUs W KOHIEHTPHPYIOT IPU MOHWKEHHOM JaBieHHH. OcTaTok
OYMIIAIOT C ITOMOIIBIO KOJOHOYHON XpoMmarorpaduu Ha CHIIMKareie (3TWIAleTaT/TeKcaH) ¢ MOIydYeHHEM yKa-
3aHHOTO B 3aroJIoBKe coeauHeHus (12,3 mr).

'H SIMP (300 MTI'ti, CDCl3) & 1,62-2,03 (4H, m), 2,15 (4H, n, J=8,1, 4,7 T'm), 3,13 (2H, ¢), 3,27-3,38 (1H,
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m), 3,41-3,51 (1H, m), 3,52-3,72 (4H, m), 4,08 (2H, ¢), 4,19 (1H, ¢), 4,37-4,71 (2H, m), 7,32-7,67 (9H, m).

ITpumep 328.

N-((2S,3S)-2-((3'-bropoudennn-3-um)meTnn)- 1 -(0kceTaH-2 -MIKapOOHUI ) TAPPOTHINH-3 -
WI)METaHCYTb(HOHAMUI.

K cmecu ruapoxnopuma N-((2S,35)-2-((3'-propoudeHnn-3-mir)MeTHI) TUpPOTUINH-3 -1 ) METAaHCYITb(POHA -
muza (50 mr), okceran-2-kapboHoBol kuciothl (15,9 mr), TEA (65,7 mr) u JIM®A (1 M) mpu KOMHATHOM TEM-
neparype no6asisior HATU (59,3 M) U mepeMemmBaroT MOJYIeHHYIO CMECh TIPU KOMHATHOW TeMIepaType B
tederne 30 muH. K cMecn 100aBiIsSIOT HACHIIIICHHBIH BOIHBIN pacTBOP THAPOKapOOHATa HATPUS U DKCTPArUPYIOT
MOJIYYEHHYIO CMECh dTHianeratoM. OpraHn4eckuil ClIod OTHENSIOT, TPOMBIBAIOT HACHIIICHHBIM PacTBOPOM CO-
7Y, cymar HaJi O€3BOAHBIM CyIb()aTOM MarHusi ¥ KOHIEHTPUPYIOT NPH MOHWKEHHOM AaBieHnH. OCcTaToK ouuiia-
10T C MOMOIIBIO KOJIOHOYHOHM XpomaTorpauy Ha CHIMKaresne (METaHOJ/3THUIALeTaT) U KPUCTAJUTH3YIOT U3 ATHII-
areTaTa, JMU30IPOIIIOBOro 3(hupa 1 rekcaHa ¢ MoJTydeHHEM YKa3aHHOTO B 3arosioBke coeanHeHus (40 mr).

'H SIMP (300 MT'ty, IMCO-dg) & 1,75-2,44 (4H, m), 2,54-3,10 (6H, m), 3,15-4,04 (3H, m), 4,15-4,57 (3H, M),
7,11-7,69 (9H, m).

ITpumep 333.

N-(1tuc-1-(azeruaun- 1 -unkap6oumin )-2-((6-(3-hroppeHu ) MUpUAMH-2 - KT ) ME THIT ) TUPPOTTUTHH- 3 -1 )Me-
TaHCYTb(HOHAMUI.

A) (6-(3-Dropdennn)mupruaNH-2-HIT)METAHOIT.

Cwmech (6-Opommmupuann-2-un)meranona (10,0 r), (3-propdenmrn)ooponoBoit kucioter (12,0 1), (A-
taPhos),PdCl, (2,10 r), 2M BogHOro pactBopa kapoonata Hatpus (100 mur) m DME (300 mur) mepemMenmBaoT B
atMocdepe azora ipu 70°C B TedeHnue S5 4. PeakIMOHHYIO CMeCh BBUIMBAIOT B BOJY U OKCTPAarHPYIOT MOJTYICH-
HYIO cMech dTHiateraToM. OpraHn4ecKuil cJoi OTAENSIOT, IPOMBIBAIOT BOAOH M HACHIILIEHHBIM PacTBOPOM CO-
71, cymat Hajx 0e3BOTHBIM CYIb(aTOM MarHus M KOHIEHTPUPYIOT IPU MOHWKEHHOM jAaBieHHH. OCTaTOK O4H-
IIAIOT C TOMOIIBI0 KOJIOHOYHOH XpoMaTorpaduu Ha CHIIMKarese (3THIaleTaT/TeKcaH) ¢ MoJy4eHHeM yKa3aHHO-
ro B 3aroyioBke coenuHenus (10,8 r).

MC: [M+H]" 204,2.

B) 2-(bpommeTnin)-6-(3-propdennn)nupuans.

K cmecn (6-(3-dropdhennn)mupuann-2-un)meranona (10,8 ) u TT'D (300) npu 0°C pobaBnstoT TpuOpO-
muz pocdopa (43,2 1). Cmech IepeMenrBaloT B TeYCHHE HOYH B aTMocdepe a30Ta pu KOMHATHOUW TeMIiepaTy-
pe. PeakmmoHHyI0 CMeCh BBUIMBAIOT B BOIY CO JIBAOM M KCTPArupyIOT MOJYYSHHYIO CMech 3TmiareTaroMm. Op-
TaHWYIECKHUH CJION OTHEISIOT, IPOMBIBAIOT HACKHIIICHHBIM BOAHBIM PACTBOPOM THAPOKapOOHATa HATPUS U BOJOIA,
cymat Hajg 0e3BOAHBIM CyIb(}haTOM Maraus W KOHIEHTPUPYIOT IPH NOHIKEHHOM JaBiieHUH. OCTaTOK OYUINAIOT
C TIOMOIIBIO KOJIOHOYHOW Xpomarorpaduu Ha CUJIMKarelie (dTHJIANETAT/TeKCaH) ¢ MOJyYeHHEM YKa3aHHOTO B
3arojioBke coequuenus (13,5 r).

MC: [M+H]" 265,9.

C) tper-byrni-2-((6-(3-¢pTopdeHun) mupuIuH-2 -1i1)METHI)-3-0KCONUPPOIUIUH- | -kapOOKcnIaT.

Cwmecp mupponumusaa (7,74 1), Tper-OyTHi-3-okconupponuant-1-kapookcunara (17,5 1) u Tomyona
(200 mur) KUMATAT ¢ OOpPaTHBIM XOJIOJUIBHUKOM B TedeHHe HOYM. CMech KOHUEHTPUPYIOT MPH NMOHM)KEHHOM
nasiennn. K cmecu momydenHoro ocrtatka, TBAI (3,75 r) m CH;CN (200 mur) mo0GaBisitoT pacTtBop 2-
(6pommeTrn)-6-(3-propdenmm)nupuauaa (13,5 ) 8 CH3CN (200 mur) npu 80°C. Cmech mepeMenmBaioT B atT-
Mocdepe azora mpu 80°C B Teuenue 3 4. PeakIMOHHYIO CMECh BBIIMBAIOT B BOJY TIPH KOMHATHOHM TeMIiepaType
1 KCTParupyroT MOJYYEeHHYIO cMech dTmnaneraroM. OpraHudecKril CJI0i OTHEeNAIOT, IPOMBIBAIOT BOJOH M Ha-
CBIIICHHBIM PaCTBOPOM COJIH, CYIIAT HaJ OE3BOIAHBIM CYIh(aTOM MarHus W KOHIICHTPHUPYIOT MPH HOHIKEHHOM
naBieHur. OCTaTOK OYMINAIOT ¢ TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha CUIMKarelne (dTHIANETaT/TeKCcaH) ¢
TIONTydeHHEM YKa3aHHOTO B 3aroioBke coeaunenus (16,0 r). MC: [M+H]" 371, 1.

D) tper-bytun-unc-3-amuno-2-((6-(3-¢TopdeHn) mupu IuH-2 -11)METHI) TUPPOIUIHH- | -kapOoKcHIaT

Cmecy (dopmuara ammonuss (40 1), xmop[N-[4-(quMeTHIaMIHO )PEeHWI|-2-THPUINHKAPOOKCAMHU-
naro|(nenramermnukinonenragueanmupuausa(Ill) (0,521 r), tper-0yrnn-2-((6-(3 ¢ropodenmn)nupuaun-2-
WJT)METHIT)-3-0KCOUPPOoHInH- 1 -kapookcuiara (16,0 r) m MeOH (500 mur) KumarsT ¢ oOpaTHBIM XOJIOJHIIbHU-
KOM B TedeHHe 5 4. PeaknmoHHYI0 cMech KOHLIEHTPHUPYIOT, OCTATOK BBUIMBAIOT B HACHIIIECHHBIH PacTBOP COJH
IpY KOMHATHOW TEMIIepaType W SKCTPArupyroT MOJYYCHHYIO cMech dTmiarneraToM. OpraHudeckuil CIoi mpo-
MBIBAIOT HACHIIIEHHBIM BOJHBIM PAacTBOPOM THIpoKapOOHATa HATpHs, CymIaT HaJ OE3BOIHBIM Cyib(aTroM mar-
HUS ¥ KOHIICHTPHUPYIOT IIPH MOHIKCHHOM JIaBJieHHH. OCTaTOK OYHIIAIOT ¢ TOMOIIBI0 KOJIOHOYHOM XpoMaTorpa-
(um Ha cunukarene (METaHOJ/3TUJIAIETAT) C IMOJIYICHHEM YKa3aHHOTO B 3arojioBke coeauaenus (9,00 r).

MC: [M+H]" 372,1.

E) tper-Byrun-mc-2-((6-(3-drophenun)mupunus-2-min)MeTi)-3-((MeTHICYIIb()OHIIT)aMIHO ) TUPPOIUANH- | -
KapOOKCHJIaT.

K cMecH TpeT-0yTHiI-1tuc-3 -aMuHO-2-((6-(3-pTopdheHmn) mupuarH-2-1IT)METHIT ) ITUPPOITUANH- 1 -
kapbokcunara (1,10 r), TEA (653 mr) u TT'® (30 mu) npu 0°C no6GaBusoT MeTaHCYIb()OHOBEIH aHTHAPUA
(690 mr). Cmech nepeMenMBaOT IpU KOMHATHOW Temmeparype B TeueHue 30 MUH U KOHIIEHTPUPYIOT NOIy4eH-
HYIO CMECh TPH HOHIKEHHOM JaBiieHnH. OCTaToOK OYHMIIAIOT C TIOMOIIBIO KOJIOHOYHOI XpoMmarorpaduu Ha CH-
JUKarene (3TUIAIeTaT/TeKcaH) ¢ MOJIyIeHHEM YKa3aHHOTO B 3arosioBke coeaunenus (1,14 T).
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MC: [M+H]" 450,1.

F) Jurunpoxnopun N-(muc-2-((6-(3-¢pTopdeHnn) mupu IMH-2 -1IT)METHI ) TUPPOITHIHH-3 -1 )METaH-
cynms(hoHaMHUIA.

K cmecn tper-OyTmi-ituc-2-((6-(3-gropdenun)mupuaua-2 -mn)MeTHI)-3 -((MEe TUICYITH () OHILT ) aMHHO ) TTHP -
pomuanH-1-kapookcmnara (1,10 ) u mpocToro mukIoneHTIIMETHI0BOTO ddupa (10 mur) mpu 0°C noOGaBISAIOT
4M pacTBOp COJNSHOW KHUCIOTHI B METHIIUKIONEHTHIOBOM ddupe (10 mur). CMech mepeMenmmBaoT B TEUCHHUE
HOYM B atMoc(epe a3oTa Ipu KOMHATHOM TeMIlepaType W 3aTeM KOHIICHTPHPYIOT PEaKIIMOHHYIO0 CMECh C IOITy-
YeHHEeM YKa3aHHOTO B 3arojioBke coequHerus (1,00 r).

MC: [M+H]" 350,0.

QG) N-(umc-1-(azernaun- 1 -mrkapoonmn)-2-((6-(3-pTopdeHmIT) TP UAUH-2 -FIT)METHIT ) TUPPOJTU AWH- 3 -
WII)METaHCYIb()OHAMHUL.

K cmecn Ouc(tpuxiopmeriin)kapbonara (69,5 mr) u TI'® (7 mn) nobasmstor cmecs N-(1mc-2-((6-(3-
¢dropdheHnT)mUpUINH-2 -1T)METIIT)TUPPOIUANH-3-mi)Metancyabonamuna (120 mr), DIPEA (148 mr) u TI'®
(7 ma) mpu 0°C. Cmech nepememmbarot npu 0°C B Teuenne 20 MUH ¥ KOHLEHTPUPYIOT IPU MOHMKEHHOM JaB-
JICHWU C TIOJy9eHHEM NPOMEKYTOYHOTO coemHeHHs. K cMecH MOIy4eHHOro MpOMEXYTOYHOTO COSIUHEHHUS H
TI'® (7 mu) mpu 0°C nobasnsroT azetuanH (85 Mr). CMech epeMenuBaioT B aTMocepe a3oTa Mpu KOMHATHON
TeMIepaType B Te4eHue | 9 u 3aTeM KOHIEHTPUPYIOT IPH MOHIKEHHOM JaByieHHH. OCTaTOK OYUINAIOT C TIOMO-
b0 KOJIOHOYHOH XpoMarorpauu Ha CHIWKarese (METaHOJI/THIIANETAT) ¢ MOTYYCHHEM yKa3aHHOTO B 3aro-
JIOBKe coequHeHus (85 MT).

'H SIMP (300 MI', CDCl3) & 1,24-1,46 (1H, M), 1,94-2,09 (1H, M), 2,11-2,30 (2H, M), 2,85 (3H, ¢), 2,97-
3,19 (2H, m), 3,23-3,37 (1H, m), 3,43-3,60 (1H, ™), 3,69-3,84 (2H, M), 3,91-4,15 (3H, m), 4,44-4,62 (1H, m),
7,05-7,25 (2H, m), 7,41-7,86 (SH, m), 8,47-8,67 (1H, m).

ITpumep 338.

N-(1ue-2-((6-(3-dpropdennn)mupunus-2-un)metin)- 1 -((1-rugpoKCHIUKI00Y THIT ) KapOOHILT) TUP POJTU I H-
3-mm)MeTaHCynb(OHAMHU.

K cmecu nurmapoxsopuna N-(muc-2-((6-(3-¢propdeHmn)mupuanH-2-11)MEeTHI ) TUPPOITHINH-3 -
win)Metancyinbdonamuaa (51,1 mr), 1-ruppokcunukinodyrankapooHoBoii kuciotsl (24,3 mr), TEA (72,6 mr) u
JAM®A (1,0 mn) npu komHaTHOU TemrepaType nobasistoTr HATU (54,2 mr). CMmech nepeMenmunBaioT Ipyu KOM-
HATHOH TeMIiepaType B TeueHne | 4, 3aTeM K cMecH T00aBIISIFOT HACHIIIICHHBI BOAHBIA pacTBOp rUApoKapOoHa-
Ta HATPUS W DKCTPATUPYIOT MOJIYYCHHYIO CMeCh dTmianeraTtoM. OpraHWdecKuid CIOW OTAEISIOT, TPOMBIBAIOT
BOJIOM M HACBHIIIEHHBIM PAacTBOPOM COJIH, CYIIAT HaJ CyIh(aToOM HATPUSA M KOHIEHTPHPYIOT MPU HOHIKEHHOM
naBiaeHur. OCTaTOK OYHIIAIOT C MIOMOIIBI0 KOJIOHOYHON XpoMaTorpaduu Ha CHIIMKarese (3TUIANeTaT/TeKCaH) u
pacTHpaioT B AMITUIIOBOM d(PHUPE U TeKCaHEe ¢ TIOTydeHHEM YKa3aHHOTO B 3aroJIOBKe coennHeHus (27,3 mr).

'H SIMP (300 MI', CDCl3) & 1,29-1,43 (1H, m), 1,58-1,74 (1H, m), 1,86-2,21 (5H, M), 2,38-2,53 (1H, M),
2,61-2,95 (4H, m), 3,21-3,37 (2H, m), 3,41-3,58 (1H, m), 3,72 (1H, oz, J=14,0, 6,4 'n), 4,05-4,21 (1H, m), 4,62
(1H, T, J=6,6 I'n), 7,10-7,21 (2H, m), 7,43-7,83 (5H, m), 8,73 (1H, x, J=8,7 I'm).

ITpumep 339.

N-((2S,35)-2-((2-(3,5-mudropdennn)-1,3-tuazon-4-mn)mern)- 1 -(( 1 -ruIpOKCHIMKIIOOY THIT)KapOOHHIT) TP~
PpOIMANH-3-WIT)METaHCYIb(OHAMU.

A) tper-bytnn-(2S,3S)-3-amuno-2-((2-6pom-1,3-THazo-4-uia)MeTIIN) TUPPOIUANH- | -KapOOKCHIIaT.

Panmemar (550 wmr) tper-Oytmi-muc-3-amuHo-2-((2-6pom-1,3-THazon-4-un)MeTHI)MTUPPOTHINH- 1 -
KapOokcuiara paznenstor ¢ nomompsio BOXXX (komonka: CHIRALPAK AD (NF001), 50 mm IDx500 mm L,
npounsBoacTBa Daicel Chemical Industries, moaBwknas ¢asza: rexcan/3Tanon=850/150) ¢ mosydeHneM ykaszaH-
HOTO B 3aroyioBke coeanHeHus (207 mr) (ppakius ¢ MEHBIIUM BpEMEHEM YACPKUBAHUS ).

MC: [M+H]" 362,1.

B) tper-bytun-(28S,3S)-2-((2-6pom-1,3-trnazon-4-un)mMetwin )-3-((MeTHICYIb()OHMIT)aMHHO ) ITUPPOTHIAH- 1 -
KapOOKCHIIaT.

K cmecu tper-0yTun-(2S,3S)-3-amuno-2-((2-6pom-1,3-THazon-4-ua)MeTHI) IUppOIUINH- | -kapOoKcHIaTa
(150 mr) u TT'® (1 mur) npu kKoMHaTHO# Temneparype nobasisitor TEA (126 Mr) u MeraHcynb(QOHOBBIH aHTHI-
pun (87 mr). Cmech nepemennBaioT B TedyeHne 30 MHH, 3aT€M K CMECH JOOABIISIOT HACHIILICHHBIH BOJHBIN pac-
TBOpP TMApPOKapOOHaTa HATPUSI U SKCTPArHPYIOT MOJYYEHHYIO CMeCh dTHianeratoM. OpraHudeckuil cioi ote-
JSIIOT, CyIIAT HaJl 0e3BOIHBIM CYIb(aTOM HATPUS U KOHLIEHTPUPYIOT IPH ITOHW)KEHHOM JIABJIICHUH C MOJTYyYeHH-
eM YKa3aHHOTO B 3arooBke coeaunenus (184 mr). MC: [N-H]" 437.8.

C) Ttper-byrmn-(25,3S)-2-((2-(3,5-mudropdermn)-1,3-truazon-4-mi)mMerun)-3 -((Me TUICYTb(HOHMIT)aMHUHO )ITAP-
ponuanH- 1 -KapOOKCHIIAT.

Cmech  TpeT-OyTtHi-(2S,3S)-2-((2-6pom-1,3-tnazon-4-uia)metnin)-3-((METHICYTH(HOHMIT)aMUHO ) TUPP OJTH-
nuH-1-kapbokcunara (182 wmr), (3,5-mudTopdhennin)ooporoBoit kuciotel (131 Mmr), kapoonata kamus (114 mr),
(A-taPhos),PdCl, (13,9 mr), DME (4 mu) u Bogs! (1 mur) nmepememmsarot npu 60°C B Teuenne 30 mun. K cmecu
JO0ABJISIIOT BOJY M OKCTParupyroT MOIYYEHHYIO CMech dTmianeraroM. OpraHndeckuil CJION OTHEJSIOT, CyIIaT
HaJl 0E3BOJHBIM CYJIB(GATOM HATPUS M KOHIEHTPUPYIOT MPH MOHWKEHHOM HaBieHUH. OCTaToK OYHMIIAIOT C TO-
MOIIBIO0 KOJIOHOYHOW Xpomarorpaduy Ha CHIIMKarelse (ITUiIAIeTaT/TeKcaH) ¢ IMOJydYeHHeM yKa3aHHOTO B 3aro-
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JoBKe coenunaeHus (172 mr).

MC: [N-H] 471,9.

D) Jurunpoxiopun N-((28,35)-2-((2-(3,5-mupropdennn)-1,3-THazon-4-1ui1)MEeTHI ) ITUPPOTHTAH-3 -
WI)MeTaHCYTh(hOHAMUIA.

K cmecu tper-0ytnn-(2S,3S)-2-((2-(3,5-mudropdpernn)-1,3-truazon-4-mn)meTen )-3-((ME THICYTH(OHUIT )aMH-
HO)nupposmanH-1 -kapbokcmnara (172 mr) m MeOH (2 mur) noGasnsiror 4M pacTBOp COJISTHOM KHCIIOTHI B MPO-
CTOM IHKJIOTICHTHIIMETHIIOBOM 3dupe (1 M) mpu koMHaTHOH TemnepaType. CMech NepeMemuBaioT B TSUCHHE 2
9 ¥ KOHIIGHTPUPYIOT MPH MMOHKEHHOM JaBJICHHUH C ITOJTydYeHHEM yKa3aHHOTO B 3arojoBKe coenuueHus (173 mr).

MC: [M+H]" 374,0.

E) N-((28,3S)-2-((2-(3,5-ma¢ropdennn)-1,3-rruazon-4-mmmerni)- 1 (1 -ruipoKCHIMKIO0 Y THIT)KapOOHMIT ) THD-
PpOIMAMH-3-WIT)MEeTaHCyIb(QOHAMU.

K comecu N-((25,35)-2-((2-(3,5-mupropdennn)-1,3-Tnazon-4-uir)METHI ) TUPPOITUIUH-3 -HIT)METaHC Y JIb-
¢onamuma (72,6 mr) u JM®PA (1 ma) mpu KoMHaTHOH Temmeparype nobasmsitor TEA (82 wr), 1-
THPOKCHIMKIO0YTaHKapOOHOBYI0 KUCIOTY (22,7 mr) u HATU (74,2 mr). CMech nepeMeIInBaroT B TedeHue 1 4,
3aTeM K CMeCH J100aBIIAIOT HACHIICHHBIH BOIHBIN PacTBOp THApOKapOOHATa HATPHUS U SKCTPArHPYIOT MOIyYeH-
HYIO0 cMech dTHianeTaTtoM. OpraHudecKuil CIoil OTAETSIIOT, MPOMBIBAIOT HACKHIIIIEHHBIM PACTBOPOM COJIH, CYIIIaT
HaJ O0E3BOIHBIM CyIh(GATOM HATPHSA M KOHICHTPUPYIOT NMPH MMOHIKEHHOM AaBieHHH. OCTaTOK OYHINAIOT C TO-
MOIIIBIO KOJIOHOYHOW XpomaTorpaduu Ha CUIMKarese (3TUaleTar/TekcaH) ¢ TOIydeHHEeM yKa3aHHOTO B 3aro-
JoBKe coequHeHus (68,5 mr).

'H SIMP (300 MI'u, CDCl3) & 1,43-1,54 (1H, m), 1,62-1,73 (1H, m), 1,88-2,22 (5H, m), 2,40-2,57 (1H, M),
2,59-2,75 (1H, m), 3,02 (3H, ¢), 3,21 (1H, ¢), 3,30-3,45 (1H, ™), 3,47-3,60 (1H, m), 3,66 (1H, ox, J=14,9, 6,6
I'm), 4,00-4,21 (1H, m), 4,53 (1H, T, J=6,6 T'n), 6,84-6,95 (1H, m), 7,10 (1H, c), 7,44-7,50 (2H, m), 8,02 (1H, n,
J=9,0 T'm).

ITpumep 340.

N-((28,35)-1-(azeruaun-unkapoonmn)-2-((2-(3,5-mudropdpennn)-1,3-truazon-4-mi)MeTHI ) TUPPOITUANH-3 -
WII)METaHCYIb()OHAMHUL.

K comecu  N-((25,35)-2-((2-(3,5-mupropdennn)-1,3-Tnazon-4-mir)METHI ) TUPPOITUIUH-3 -HIT)METaHCYJIb-
dbonamuma (92,6 mr) u TT'® (1 M) Ouc(tpuxmopmerni)kapoonar (30,8 mr) u DIPEA (53,6 mr) ipu 0°C. Cmech
nepeMernuBaroT B TeueHne 30 MuH, 3aTeM J00aBISAIOT BOAY M SKCTPAarHPYIOT HOIYYEHHYIO CMECh 3THIIAIICTaTOM.
OpraaudecKuii CIO OTHENSIOT, CyIIaT HaJl 0e3BOAHBIM CyIb(aTOM HATPHS W KOHIEHTPUPYIOT NPH MMOHMKECH-
HOM nmaBnieHuH. K mosryaenHomy octatky mo6asisitor TT'® (1 M) m azernaun (35,5 mr). Cmech epeMentnBaioT
IpY KOMHATHOHM TeMmepaType B TeueHHe | 4. PeaknmoHHYI0 cMeCh KOHIICHTPHUPYIOT IPH ITOHIDKEHHOM J1aBJIe-
HUH, OCTAaTOK OYMINAIOT KOJOHOYHON XpomMarorpadueil Ha cuiukarese (3TUIANETaT/TeKCaH) U KPUCTALTU3YIOT
M3 CMECH ATHJIAIIETAT/TeKCaH C TOJIydYeHUEM YKa3aHHOTO B 3ar0JIOBKE coefMHeHHs (56 Mr).

'H IMP (300 MI'u, CDCls) & 1,26 (1H, T, J=7,2 T'm), 2,06-2,27 (3H, m), 3,00 (3H, c), 3,10-3,24 (3H, m),
3,47 (1H, an, J=14,7, 6,8 I'n), 3,75 (2H, k8, J=7,8 T'm), 3,95-4,15 (3H, m), 4.28-4.52 (1H, m), 6,79-6,97 (1H, m),
7,13 (1H, ¢), 7,49 (2H, m), 8,02 (1H, &, J=7,9 T'm).

ITpumep 341.

N-((28,35)-1-((3-propazernann-1-nm)kapoonnn)-2-((3'-pTopOudeHu-3-nir)MeTHI ) TP PO ANH-3 -
WII)METaHCYIb()OHAMHUL.

A) (25,3S)-2-((3"-dropoudenun-3-mr)merin)-3 -((MeTUICYITbHOHIIT)aMUHO )ITUPPOITHIUH- | -KapOOHIITXIIOPHI.

K cmecu ruapoxnopuma N-((2S,35)-2-((3'-propoudeHnn-3 -min)MeTHII) TUpPpOTUINH-3 -1 ) METAaHCYITb(POHA -
muzga (101 mr) u TT® (2 mur) npu 0°C mobassiroT 6uc TpuxiopMmernn)kapooHar (62,3 mr) u DIPEA (67,8 mr).
Cwmech nepemenuBatoT mpu 0°C B Teuenne 15 MUHYT M 3aTeM peaKIMOHHBINA PacTBOP KOHIEHTPUPYIOT TIPH TIO-
HUYKCHHOM JIaBJICHUH C TTOTYYCHHEM YKa3aHHOTO B 3arojoBKe coeauaenus (152 mr).

MC: [M+H]" 411,2.

B)  N-((2S,3S)-1-((3-¢propazernaun-1-nn)kapoonun)-2-((3'-pTopOoud eHna-3-na)MeTHII) TUPPOITH-
JIMH-3-WI1)METaHCYIb(HOHAMHUL.

K cmecu (2S,3S)-2-((3'-propoudenun-3-mr)mernn)-3-((MeTHICYIH(HOHNIT)aMIHO ) TUPPOTHANH- 1 -
kapoonuxyopuaa (50 mr) m TI'® (1 M) npum KOMHATHOW TemmepaType HO0aBISIOT THIPOXJIOpUN 3-
¢ropazernauna (19,3 mr) u DIPEA (33,5 mr). Cmech nepeMenyBaioT Ipy KOMHATHOM TeMIeparype B TCUCHHUE
1 9. K cMecn no0aBisIOT HACBHIMEHHBIA BOJAHBINA PacTBOP THAPOKapOOHATA HATPHUSA U DKCTPATUPYIOT IMOJTYUCH-
HYIO0 cMech dTHianeTaTtoM. OpraHudecKuil CIoil OTAETSIIOT, MPOMBIBAIOT HACKHIIIIEHHBIM PACTBOPOM COJIH, CYIIaT
HaJl 0E3BOAHBIM CyIb()aTOM MarHus ¥ KOHIIEHTPUPYIOT MPH MOHIDKEHHOM JaBiieHHH. OCTaTOK OYHIIAIOT C TTOMO-
b0 KOJIOHOYHOHM XpoMaTorpaduu Ha cuimkarene (NH, sTunaneTat/rekca) W IMOJydeHHOE TBEPJIOE BEIIECTBO
KPUCTAJUTU3YIOT U3 CMECH 3THIIALIETAT/TEKCAH C IMOJydeHHeM YKa3aHHOTO B 3arojioBke coeanneHus (37,8 mr).

'H SIMP (300 MI'u, IMCO-dg) & 1,80-1,98 (1H, m), 2,02-2,19 (1H, m), 2,70-2,79 (1H, m), 2,82 (3H, c),
2,92 (1H, an, J=13.8, 6,2 I'n), 3,12-3,25 (1H, m), 3,32-3,39 (1H, m), 3,55-3,74 (1H, m), 3,75-4,01 (3H, m), 4,03-
4,19 (1H, m), 4,28 (1H, g, J=6,4 I'y), 5,00-5,37 (1H, m), 7,11-7,23 (1H, m), 7,25-7,32 (1H, m), 7,32-7,39 (1H, m),
7,43-7,55 (5H, m), 7,58 (1H, c).
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ITpumep 342.

N-((25,35)-1-((3,3-mudropazernann-1 -mn)kapoounin)-2-((3'-propordeHr-3 -1 Me THIT) TP POTU AN H-3 -
WI)METaHCYTb(HOHAMUI.

K cmecu ruapoxnopuna 3,3-mudropazernauna (22,4 mr), DIPEA (33,5 mr) u TT'® (0,5 mur) mpu KOMHAT-
HOW Temmeparype m00aBisitoT cMech (2S,35)-2-((3'-propoudennn-3-mn)meTwn)-3-((MeTUICYIb(QOHNIT )aAMH-
HO)upp oy auH- 1 -kapbormmxnopuna (50 mr) u TT® (0,5 mir). CMech niepeMemmBaoT Ipu KOMHATHON TeMITe-
parype B Teuenue 2 4. K cMecn n00aBIsAIOT HACHIIEHHBIH BOAHBIN pacTBOP THAPOKapOOHATa HATPHUA M HKCTpa-
THPYIOT TOJIYYEHHYI0O CMeCh ATWianeTatoM. OpraHndecKuid CIOW OTHEISIIOT, IPOMBIBAIOT HACHIIIEHHBIM pac-
TBOPOM COJIH, CyIIaT HaJ 0e3BOAHBIM CyJb()aTOM MarHus M KOHIEHTPUPYIOT NPU MOHMKEHHOM JaBiieHnu. Oc-
TaTOK OYMINAIOT C IMOMOIIBIO KOJOHOYHOM Xpomarorpaduu Ha cwmkarene (NH, sTuianerat/rekcan) u moiy-
YEeHHOE TBEPJIOE BEIECTBO KPUCTAILIM3YIOT U3 CMECH ITUJIAIIETAT/TEKCaH C ITOJydeHUEM YKa3aHHOTO B 3ar0JIOB-
ke coeauHeHus (28,4 mr).

'H SIMP (300 MT't, IMCO-d¢) & 1,84-2,02 (1H, m), 2,07-2,20 (1H, M), 2,74 (1H, ax, J=13,4, 7,4 T'n), 2,84
(3H, ¢), 2,87-2,99 (1H, m), 3,16-3,27 (1H, m), 3,32-3,42 (1H, m), 3,76-3,90 (1H, m), 3,99 (2H, Tr, J=13,1, 10,6
I'm), 4,20 (2H, 11, J=13,3, 10,6 T'm), 4,31 (1H, g, J=6,6 '), 7,12-7,23 (1H, m), 7,24-7,31 (1H, m), 7,31-7,38 (1H,
M), 7,43-7,55 (5H, m), 7,58 (1H, c).

ITpumep 343.

N-((2S,3S)-2-((3"-bropoudennn-3-mm)meTwn)- 1 -((2-MeTrIa3e THANH- | -11)Kap OOHUI ) TUPPOTUIUH-3 -
WI)METaHCYTb(HOHAMUI.

K cmecu runpoxiopuna 2-metmnazeruauna (46,5 mr), DIPEA (112 mr) u TT'® (0,5 mur) mpu KOMHATHOH
TeMmreparype  go0aBisaioT  cMech  (2S,3S)-2-((3'-propobudenun-3-mn)meTin)-3-((MeTHICYIH(POHIIT )aMH-
HO)rmuppomanH-1-kapoonmnxiaopuaa (50 mr) u TI'® (0,5 mu). [onydeHHyro cMech epeMEIINBAIOT MIPH KOM-
HaTHOHM Temneparype B TedeHue 5 4. K cMecn 100aBisIoT HachIIIEHHBII BOAHBIN pacTBOp OMKapOOHaTa HATPHA
M DKCTPAarupyloT HOJIYYEHHYIO CMeCh dTminareraroM. OpraHn4eckuil cjod OTAEISIOT, MPOMBIBAIOT HACHIIICH-
HBIM PacTBOPOM COJIM, CyIIAT Haj O€3BOJHBIM CYJIb(ATOM MarHus M KOHIEHTPHUPYIOT TPH MOHMKEHHOM JIaBJie-
HuM. OCTATOK OYHUINAIOT C TIOMOIIBIO KOJOHOYHOM xpomarorpaduu Ha cunukarene (NH, stunanerat/rekcan) ¢
MOJIy4YEeHHEM YKa3aHHOIO B 3arosioBke coenuHenusd (31,1 mr).

'H SIMP (300 MTI'u, IMCO-de) & 1,03-1,24 (3H, M), 1,55-1,94 (2H, M), 1,97-2,23 (2H, m), 2,68-2,89 (4H,
M), 2,90-3,05 (1H, m), 3,14 (1H, T, J=8,9 '), 3,23-3,39 (1H, m), 3,40-3,75 (1H, m), 3,75-3,91 (2H, m), 3,97-4,40
(2H, m), 7,13-7,23 (1H, m), 7,23- 7,41 (2H, m), 7,44-7,63 (6H, m).

ITpumep 344.

N-((2S,35)-2-((3", 5'-mudpropoudennn-3-mm)meTun)-1-((1-ruapoKCHITUKIO0 Y THIT)KapOOHWIT) TUPPOIIH T H-
3-unm)MetaHcybGoHaMuU I,

A)  N-((2S,35)-2-(3-6pombensun)- 1 -(( 1 -ruApOKCHITIKIOOY THI ) KapOOHIIT ) TUPPOITH AMH-3 -HIT )METAHCY JTb-
dhonamu.

K cmecu runpoxnopuna N-((2S,3S)-2-(3-6pombenzun)nmuppoauaua-3-uwi)merancynsponamuaa (101 mr),
1- ruapokcunnkiIoOyTaHkapooHoBoit kucaoTsl (38,1 mr) u AM®DA (1 mi) npu KOMHaTHO# TemriepaType 100aB-
nsroT HATU (156 mr) u DIPEA (106 mr). CMmech mepeMennBaroT Mpu KOMHATHOW TeMIlepaType B TCUCHHE 2 4.
K cMecu 1o6aBnsioT HACBHIIIEHHBIH BOAHBIA PAacTBOP TMAPOKAapOOHATa HATPUS M OKCTPArHpyIOT MOJTYYCHHYIO
cMmech dTHiIaneraToM. OpraHMdYecKnil CIIOH OTHAEINSIOT, IPOMBIBAIOT BOJOH M HACHIIIEHHBIM PacTBOPOM COJIH,
cymat Hajg 0e3BOAHBIM CyNIb(}aTOM MarHus W KOHIEHTPUPYIOT IPH MOHIKEHHOM JaBiieHUH. OCTaTOK OYUINAIOT
C TIOMOIIBIO KOJIOHOYHOH Xpomarorpaduu Ha CHJIMKarelie (ITHIANETAT/TeKCaH) ¢ MOJyYeHHEeM YKa3aHHOTO B
3aroyioBke coenunenus (105 mr).

MC: [M+H]" 431,1.

B) N-((2S,35)-2-((3",5"-nudropoudenmn-3 -mn)merun)- 1 -((1-ruapokcHIUKIOO Y THIT)KapOOHUIT ) T PP OJIH-
JMH-3-1I)MeTaHCyIb(OHAMUI.

Cmecy  N-((2S,3S)-2-(3-6pombensuin)-1-((1-runpoKcHIKIO0Y THI ) KapOOHIIT ) TP POJTUANH-3 - 1T ) METaH-
cynsponamuna (49,5 mr), (3,5-mudropdenmn)ooponosoii kucnotsl (27,2 mr), XPhos Pd G3 (2,91 mr), 1M Box-
HOro pactBopa Tpukanuiidocdara (0,344 mu) u TT'D (2 mir) nepememmBaror npu 70°C B Teuenne 1 4. K cmecn
JO0ABIISIIOT HACBIIICHHBIH BOHBIN PacTBOP THAPOKAapOOHATA HATPHSI U IKCTPArUPYIOT NOJIYYCHHYIO CMECh 3THII-
arieraroM. OpraHMYecKHil CJIOH OTAEISIOT, IPOMBIBAIOT HACKHIIIEHHBIM PAacCTBOPOM COJIH, CyIIaT HaJl O€3BOTHBIM
Cynb(paToM MarHUS W KOHIEHTPHPYIOT IPHU MOHMKEHHOM JaBieHnH. OCTaTOK OYHUINAIOT C MIOMOIIBIO KOJIOHOY-
HOW xpomarorpaduu Ha cuinukaresne (NH, stunamnerat/rekcaH) W TOJTYYEeHHOE TBEPAOE BEIIECTBO COOHMPAIOT
(bumbTpalmel ¢ rekcaHoOM ¢ MOJIYYeHUEM YKa3aHHOTO B 3aroJioBKe coeanHeHus (33,2 mr).

'H SIMP (300 MI'u, IMCO-dg) & 1,16-1,37 (2H, m), 1,57-1,72 (1H, M), 1,82-1,97 (2H, m), 2,08 (1H,
ym.c), 2,35-2,47 (2H, m), 2,63-2,75 (3H, m), 2,75-2,86 (1H, m), 2,91-3,04 (1H, m), 3,45-3,67 (2H, m), 3,75-3,93
(1H, m), 4,33-4,72 (1H, ™), 5,71-6,02 (1H, m), 7,20 (1H, TT, J=9,2, 2,3 TWw), 7,37 (1H, n, J=7,2 T'm), 7,39-7,47
(3H, m), 7,48-7,57 (2H, m), 7,65 (1H, c).

ITpumep 345.

N-((2S,3S)-1-(azernaun-nnkapoonun)-2-((3',5'-mupTopOndeHuII-3 -1T)METHI) TP POSIH IHH-3 - M1 )ME TAHC Y JTb-
dhonamu.
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A) N-((28,35)-1-(azernaun-1-kapoonmin)-2-(3-0poMOCH3WIT) T PPONUANH-3 -MIT)METAaHC YT (HOHAMHUI.

K cmecn ruppoxnopuna N-((28,3S)-2-(3-6pomOen3mn)mupposuaus-3 -mwi)Metancynsponamuaa (101 mr) u
TI'® (2 M) npu 0°C gobasistor Ouc(Tpuxsopmernn)kapoonar (64,9 mr) u DIPEA (70,6 mr). CMech niepeme-
mmBatoT npu 0°C B TedeHne 15 MHHYT U 3aTeM KOHIICHTPUPYIOT NMPH MOHIKECHHOM MaBieHuH. K octaTky mo-
Gasistror TT'® (2 mi1) m azeTuauH (46,8 MT) U IEPEMENIUBAIOT MTOJIYICHHYIO CMECh TIPY KOMHATHON TeMIIepaType
B TeueHne 2 4. K cMecu 100aBIAIOT HACHIIIEHHBIN BOJHBIM PacTBOp THAPOKapOOHATA HATPUSA M IKCTPAaTHPYIOT
MOJYYCHHYIO CMECh dTHiareraToM. OpraHndecKuil CI0H OTIEINSAIOT, IPOMBIBAIOT BOJOW M HACHIIIEHHBIM pac-
TBOPOM COJIH, CyIIaT HaJ O0e3BOAHBIM CYIb()aTOM MarHus W KOHICHTPHPYIOT NP MOHWKEHHOM aaBieHnu. Oc-
TaTOK OYHIIAIOT C IIOMOIIBIO KOJIOHOYHOHW Xpomarorpaduu Ha CHIMKareie (METaHOJ/3THIIALETaT) C MOIy4eHH-
€M yKa3aHHOTO B 3aroJjioBke coenuaeHus (78,4 mr).

MC: [M+H]" 416,2.

B) N-((2S,3S)-1-(azernaun-1-nnkapoonmn)-2-((3',5'-nudropoud eHnn-3-mr)MeTHI ) TUPPOTHINH-3 -
WII)METaHCYIb()OHAMHUL.

Cmecp N-((2S,3S)-1-(azetnn nH-nikapOOHMI)-2-(3-0pOoMOEH3MI)TUPPOIMANH-3-HIT)METaHCYIb(hOHAMHTA
(46,8 mr), (3,5-mudropdennn)dopornoBoii kucaotel (26,6 mr), XPhos Pd G3 (2,85 mr), 1M BomHOTO pacTBopa
tpukanmmiipocdara (0,337 mn) u TT'D (2 M) nepememmBaroT nipu 70°C B Teuenue 1 4. K cmecu no6aBnsror Ha-
CBIIIICHHBIA BOJHBIA PacTBOp rHApoKapOOHaTa HATPHS M SKCTPArHPYIOT MOYdEHHYIO CMeCh TmareratoM. Op-
TAaHWYIECKHUHA CIIOH OTAEISAIOT, MIPOMBIBAIOT HACKHIIICHHBIM PAaCTBOPOM COJH, CyIIAT Hall Oe3BOTHBIM CymnbdaTom
MarHus ¥ KOHIICHTPHUPYIOT MPH NOHMKEHHOM AaBiieHHH. OCTaTOK OYHIIAIOT ¢ IOMOIIBI0 KOJIOHOYHOW XpOMaTO-
rpadum Ha cunmkarene (NH, sTumaneTar/rekcan) U KpUCTaUIM3YIOT MTOJIY9eHHOE TBEPJOE BEIIECTBO U3 CMECH
STHJIAIETAT/TEKCaH C TIOJYYCHUEM YKAa3aHHOTO B 3ar0JIOBKe coenuHeHus (35,8 mr).

'H SIMP (300 MTI'ti, IMCO-dg) & 1,83-2,14 (4H, M), 2,69-2,80 (1H, m), 2,83 (3H, c), 2,86-2,97 (1H, m),
3,09-3,21 (1H, m, J=9,5 I'ny), 3,34 (1H, ymr.c), 3,61 (2H, k8, J=7,6 I'n), 3,79 (3H, 1, J=8,0 I'), 4,28 (1H, 1, J=6,4
I'm), 7,15-7,26 (1H, m), 7,29-7,34 (1H, m), 7,34-7,40 (1H, m), 7,44 (2H, nn, J=9,5, 2,3 I'n), 7,48 (1H, ymr.c), 7,53
(1H, x, J=7,6 I'm), 7,60 (1H, c).

ITpumep 346.

N-((28,35)-1-((1-unanonmknooyTri)kapooHmn)-2-((3'-gropoudenn-3-mi)Me T I ppOITHANH-3-
WI)MeTaHCyTh(hOHAMUIA.

K cmecu rumpoxmopuna N-((2S,35)-2-((3'-hropOudeHnT-3 -1ia)MeTHII) TUPPOTHIH-3-HT)METaHCY T (OHAMH 1A
(30 mr), 1-manonuknoOyTankapOoHoBoi kuciotThl (11,7 mr) u IM®A (1 Ma) mpu KOMHATHOHM TemrepaType
nobasnsitor HATU (44,5 mr) u DIPEA (30,2 mr). CMech TiepeMennBaoT B TEUSHUE HOYH TIPY KOMHATHOW TeM-
nepatype. K cmecu 100aBiioT HaCHIIEHHBIH BOIHBIN pacTBOP THAPOKapOOHATA HATPHS M SKCTPArHpyIOT MOy~
YEHHYIO CMeCh dTHianeTaTtoM. OpraHndecKuid CIIOW OTACISIOT, IIPOMBIBAIOT BOJOW M HACKHIIIEHHBIM PACTBOPOM
COJIM, cymIaT HajJ OC3BOAHBIM CYNIb(pAaTOM MarHWs M KOHLEHTPUPYIOT IPH IMOHWKEHHOM AaBieHHH. OcTaTok
OYMIIAIOT C TIOMOIIBIO KOJIOHOYHOH XpoMmarorpaduy Ha CHIMKaresie (ITHaleTaT/TeKcaH) U MOJydeHHOe TBep-
JI0€ BEIIECTBO KPHCTAJUIM3YIOT M3 CMECH ATHIIAIIETAT/TEKCaH C MOJyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIUHE-
Hus (28,7 mr).

'H SIMP (300 MT'y, IMCO-de) & 1,58-1,75 (1H, M), 1,94-2,11 (2H, m), 2,14-2,25 (1H, m), 2,37-2,48 (3H,
M), 2,52- 2,59 (1H, m), 2,71-2,83 (4H, m), 3,01 (1H, ox, J=13,6, 6,4 T'n), 3,37-3,45 (1H, m), 3,48-3,61 (1H, m),
3,85-4,05 (1H, m), 4,46 (1H, 1, J=6,4 I'n), 7,09-7,23 (1H, m), 7,26-7,38 (2H, m), 7,42-7,56 (4H, m), 7,58-7,67
(2H, m).

ITpumep 347.

N-((2S,3S)-1-(5-a3acimpo|[ 2.3 |rekc-5-mnkapoonnn)-2-((3'-hropOrd eHNIT-3 -1 ) METHI ) TUP POTTHTUH-3 -
WI)METaHCYTb(HOHAMUI.

K cmecu rumpoxmopuna N-((2S,35)-2-((3'-dhropOudeHuT-3 -1i)MeTHI) TUPPOTHIMH-3-HT)METaHCY T (OHAMH 1A
(30,3 mr) u TT® (2 mu) mpu 0°C mobapnstoT Ouc(Tpuxitopmerrn)kapoonar (18,7 mr) u DIPEA (20,4 mr). Cmech
nepemernBaioT npu 0°C B Teuenue 20 MUH U 3aTeM KOHLEHTPUPYIOT MpH MOHMKEHHOM JaBieHuu. K octatky
nobasistror TT'® (2 mun), ruapoxiopun S-a3actupo[2.3rekcana (37,7 mr) u DIPEA (81 mr) u nepemeninBarot
MOJIYYCHHYIO CMECh B TEUCHHE HOUM IIPU KOMHATHOH Temneparype. K cmecn 100aBIIsSIOT HACHIIIEHHBIH BOJHBIH
pacTBop TUIpoKapOOHaTa HATPHS M OKCTPAarupyroT MOJIYYEHHYIO cMech dTminaneraTtoM. OpraHHuecKuid ciion
OTAEJAIOT, IPOMBIBAIOT HACBHIIICHHBIM PAaCTBOPOM COJIH, CyIIAT HaJ 0€3BOIHBIM CYIb()aTOM MarHus M KOHIICH-
TPHUPYIOT NP NOHIKEHHOM JaBieHHH. OCTaTOK OYHMIIAIOT C MTOMOIIBI0 KOJIOHOYHOW XpoMaTorpaguy Ha CHIIH-
Kareye (dTHIAIETaT/TeKCaH) U KPUCTAIUIN3YIOT TOJYIeHHOE TBEPIOE BEMIECTBO M3 CMECH ITHJIAICTAT/TEKCaH C
MOJIy4€HUEM YKa3aHHOTO B 3ar0JIOBKE COeTMHEHUS (27,2 MT).

'H SIMP (300 MT', IMCO-de) & 0,38-0,52 (4H, m), 1,80-1,97 (1H, m), 2,03-2,20 (1H, m), 2,68-2,79 (1H,
M), 2,85 (3H, ¢), 2,88-2,98 (1H, m), 3,13-3,25 (1H, m), 3,26-3,38 (1H, m), 3,64 (2H, n, J=8,0 I'm), 3,80 (1H,
ym.c), 3,86 (2H, n, J=8,0 '), 4,23-4,41 (1H, m), 7,11-7,24 (1H, m), 7,25-7,31 (1H, m), 7,32-7,39 (1H, m), 7,43 -
7,55 (5H, m), 7,55-7,60 (1H, m).

ITpumep 348.

N-((28,35)-1-(azeruaun- 1 -naxapdonmn)-2-((2-(3,5-mudropdenun)-1,3-Trnazon-4-mui)MEeTHIT ) TP POJTU AT H-
3-mi)3TaHCynb(HOHAMHU,
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A) tper-byrnn-(2S,3S)-2-((2-6pom-1,3-tnazon-4-mm)meTmn)-3-((3THICYIB(POHIIT)aMHHO ) TUPPOITHIMH- 1 -
KapOOKCHJIaT.

K cmecu tper-0ytmin-(2S,3S)-3-amuno-2-((2-6pom-1,3-Tnazon-4-mi)MeTHI ) TUPPOITUINH- | -KapOOKcHIaTa
(300 mr), TEA (126 mr) u TT'® (3 ™M) Ipy KOMHATHOHM TeMIteparype A00aBISIIOT dTaHCYIbGoHmIXIOpHT (128
Mr). CMech mepeMeInrBaioT Ipu KOMHATHOH TeMIiepaType B TedeHne | 4 u pasbasisror stmaneratoM. Hepac-
TBOPMUMOE BEIIECTBO YIANSIIOT PuibTpanmeil u GUIbTpaT KOHIEHTPUPYIOT NP MOHMKEHHOM aaBiernn. Ocra-
TOK OYHINAIOT C IMOMOIIBI0 KOJOHOYHOH XpomaTorpaduu Ha CHIMKarese (dTHUIALETAT/TeKCaH) C MOIYICHHEM
YKa3aHHOTO B 3arojioBke coequHeHws (240 mr).

MC: [M+H]" 454,2.

B) tper-Bytun-(2S,3S)-2-((2-(3,5-audropdenmn)-1,3-tnazon-4-mwi)meTrn)-3-((3THIACYITH(POHILT)aMHHO ) ITHp-
ponuauH-1-kapOoKcuaT.

Cwmecsk Tpet-0yTun-(2S,3S)-2-((2-6pom-1,3-tnazon-4-wmn)Metn)-3-((3TIICYTH () OHIIT )aMIHO ) ITUPPOITU TN H-
1-xap6okcuinara (240 mr), (3,5-mu¢propdennn)ooponoroit kuciotsl (125 mr), (A-taPhos),PdCl, (35,5 mr), kap-
oonara kanus (146 mr), DME (2,4 1) u Boas! (0,8 mu1) mepememmuBaroT B atMocdepe azora npu 90°C B TeucHue
30 muH. CMech OYMINAIOT ¢ MIOMOIIBIO KOJIOHOYHOH XpomaTorpadum Ha cunukarese (NH, sTunanerar/rekcan) ¢
MOJTy9eHUEM YKa3aHHOTO B 3aroJioBKe coeqnHeHus (240 mr).

MC: [M+H]" 488,2.

C) Jurunpoxiopu N-((28,35)-2-((2-(3,5-mudpropdennn)-1,3-THazon-4-1uia)MEeTHI )ITUPPOTHTAH-3 -
WT)3TaHCYIh(OHAMHU/IA.

K cMecH TpeT-0yTHIi-(2S,3S)-2-((2-(3,5-mudTopdhennn)-1,3-tnazon-4-mwn)meTin)-3-((3Tucynbdo-
HHJI)aMHHO ) TUPPOIHIUH- | -kapOokcnnaTa (240 mr) u meranousa (1 M) mpu KOMHATHOH Temneparype a00aBis-
10T 4M pacTBOp COJITHOHM KHCJIOTHI B IIMKJIONCHTHIMETHIOBOM 3¢dupe (4 mia). CMech mepeMennBaoT Ipu KOM-
HaTHOHW TemriepaType B TedeHrne 30 MHUH M 3aTe€M KOHLEHTPHUPYIOT C MOJYYEHHEM YKa3aHHOI'O B 3ar0JIOBKE CO-
eanHenus (226 wmr).

MC: [M+H]" 388,2.

D) N-((2S,35)-1-(azetumun- 1 -unkapoonun)-2-((2-(3,5-nudropdennn)-1,3-TrHazon-4-1in)MeTHI ) TUPPOJTH-
JINH-3-WT)3TaHCYTb(OHAMUT.

K cmecn murmapoxmopuna N-((2S,35)-2-((2-(3,5-mudropdennn)-1,3-TrHazon-4-1uia)MeTHI )TAPPOITHIAH-3 -
mn)stancynbponamuna (70 wmr), DIPEA (79 mr) mw TI'® (5 mn) mpm 0°C mobGaBisoT pacTBOp
ouc(tpuxaopmetun)kapoonata (36,1 mr) B TT'® (5 mur). Cmech nepememnmBaroT npu 0°C B Tedenne 20 MUH U
3aTeM KOHIeHTpUpyoT. K momydaennomy ocratky mpo6asissor TI'® (5 mu) u azetumun (43,4 mr). Cmech miepe-
MEIIMBAIOT P KOMHATHOW TemriepaType B TeueHue | 4. PeaknnoHHYI0 cMech KOHIEHTPHUPYIOT IPH IIOHWKEH-
HOM JaBJIEHHMH W OCTarOK OYMINAIOT C IIOMOINBIO KOJOHOYHOW Xpomarorpaduu Ha cuiukareie (Mera-
HOJI/3THJIALIETAT) C MOJTYYEHHEM YKa3aHHOTO B 3ar0JIOBKE coequHeHus (52 Mr).

'H SIMP (300 MT'y, IMCO-de) & 1,10-1,22 (3H, m), 1,70-1,89 (1H, m), 1,93-2,16 (3H, m), 2,83-3,21 (5H,
M), 3,23 -3,30 (1H, m), 3,56-3,70 (2H, m), 3,76-3,93 (3H, m), 4,27-4,40 (1H, m), 7,33-7,44 (1H, m), 7,47-7,55
(2H, m), 7,57-7,70 (2H, m).

ITpumep 349.

N-((25,35)-2-((2,3"-madropoudenn-3-mi)mMetn)- 1 (2,2 - TuMe THITTPOTIAHO I ) TUPPOITH N H- 3 -HT )METAHCYJTh-
(honamm.

A) Tper-bytmi-(2S,3S)-3-amun0-2-(3-0pom-2-pTopoeH3m) muppouant- 1 -kapookcunar Pamemar (848
MT) TpeT-OyTHII-ITUC-3-aMUHO-2-(3-0poM-2-hTOpOCH3WIT)TUPPOTHINH- | -kKapOoKcHIaTa pa3AemnsioT ¢ MOMOIIBIO
B3XX (xomonka: CHTRALPAK AD (AKO001), 50 mm ID x500 mm L, mpousBoactea Daicel Chemical Indus-
tries, moaBMxkHAS (asza: rekcan/a3Tanon=850/150) ¢ monydeHreM yKa3aHHOTO B 3arojioBKe coenuHeHus (352 mr)
(bpakuus ¢ MEHBIINM BpeMeHeM yaepxkusanus). MC: [M+H-tBu]" 316,9.

B)  tper-byrun-(2S,3S)-2-(3-6pom-2-propOens3un)-3-((MeTHICYTb(HOHMIT)aMHUHO ) TUPPOSIUINH- | -Kap6o-
KCHJIAT.

K cmecn tper-0yTun-(28S,3S)-3-amuH0-2-(3-6pom-2-pTopOeH3nI)IuppoauanH- 1 -kapOokcnnaTa (349 mr),
TEA (189 mr) u TT'® (3,3 mi) npu KOMHaTHOW TemIieparype 100aBisitoT MeTaHCcyibhonmixaopun (129 mr).
CmMech nepeMennBaloT Py KOMHATHOH TeMIeparype B TedeHHe | 4, 3aTeM BBUIMBAIOT B BOAY M OKCTPAarupyroT
MOJIYYCHHYIO CMECh dTHianeTaTroM. OpraHuueckuii CII0M MPOMBIBAIOT BOAHBIM PacTBOPOM THIIpOoKapOoOHaTa Ha-
TpHS ¥ HACBHIIICHHBIM PaCTBOPOM COJIH, CyIIAaT HaJ 0e3BOJHBIM Cylb()aTOM MarHUA M KOHLIEHTPUPYIOT IPH II0-
HIDKEHHOM JaBieHnH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOW XpoMaTorpaduu Ha CHIMKarene (dTHiare-
TaT/TeKCaH) ¢ TIOJyUYeHHUEM YKa3aHHOTO B 3aroJioBKe coenHeHus (386 mr).

MC: [M+H-Boc]" 350,9.

C) tpet-bytmn-(2S,35)-2-((2,3'-mudropoudennn-3-mm)meTun)-3-((MeTHICYTb(OHUI ) AMHHO ) ITUPPOITH THH-
1-kapOokcwmiat

Cmech TpeT-0yTHin-(2S,3S)-2-(3-6pom-2-propoensmn)-3-((MeTHICY TG OHMUIT)aMHUHO ) TUPPOTHIUH- | -
kapOokcunara (380 mr), (3-¢propdennna)ooponoBoit kucnors (236 mr), XPhos Pd G3 (35,6 mr), 1M BoxgHOTO
pactBopa Tpukanmiipocdara (2,53 i) u TT'® (9 mn) nepemeniuBaioT B atmocdepe aprona npu 70°C B TeueHne
1 4. CMmech BBUITMBAIOT B BOAHBINH PAacTBOpP TMApOKapOOHaTa HATPHUS M DKCTPArupyloT 3TmianeraroM. Opranuye-
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CKHMH CJIOH NMPOMBIBAIOT BOJIOH M HACHIIIEHHBIM PacTBOPOM COJIM, CyIIAT HaJl OE3BOAHBIM CyIb(aToM MarHus
KOHIIEHTPUPYIOT TP TOHW)KEHHOM JiaBieHnH. OCTaTOK OYMIIAIOT C IIOMOIIBIO0 KOJOHOYHOW XpoMmarorpaduu Ha
cuIIKarese (3TWIAIeTaT/TeKcat) ¢ ModydeHneM KpucTamwioB. Kpructamibl cobupaioT GuibTpamnueii u mpoMbIBatoOT
CMECHIO TUM30IIPOITHIIOBBIN A(hUP-TEKCAH C MOTyYeHHEM YKa3aHHOTO B 3aroJIOBKe coeuHeHust (353 mr).

MC: [N-H] 465,0.

D) N-((2S,35)-2-((2,3'-mud ropordeHnI-3 -11) METHIT ) TUP PO AMH-3-FJT ) METAHCYIb(POHAMU.

K cmecn Tper-0ytun-(2S,3S5)-2-((2,3"-mudropoudennn-3-mn)meTin)-3 -((MeTUICYITH (G OHILT ) aMHUHO )TTHP-
pomuauH-1-kapookcmiarta (349 mr) u tonyona (3,8 mi) mpu KoMHaTHOU Temneparype nodasisitoT TOYK (3,8
wt). CMech epeMeIBaloT NP KOMHATHON TeMIiepaTrype B TedeHHE | 9 M BHUIMBAIOT B HACHIIICHHBINH BOJHBIH
pacTBOp TuApoKapOOHaTa HaTpHs MPHU OXJIAKAEHUH JbIoM. CMech mojmenadnBarot 10 pH=8 ¢ nmomorsio kap-
OoHaTa KaJis U 3KCTParupyroT cMechlo stwanerar-11'®. Opranndeckuii 1ol MPOMBIBAIOT BOAOH W HACHIIIEH-
HBIM PacTBOPOM COJIM, CyIIAT Haj O€3BOJHBIM CyJIb(ATOM MarHus M KOHIEHTPHUPYIOT TPH MOHMKEHHOM JIaBJie-
HUH. OCTaTOK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOW XpoMaTorpadun Ha cunukarene (NH, metanon/sTinanerar) ¢
MOJIY4YEeHUEM YKa3aHHOTO B 3aT0JIOBKE coeuHeHus (283 mr).

MC: [M+H]" 367,2.

E) N-((2S,35)-2-((2,3"-mupropoudennn-3-mm)metnn)- 1 (2,2 - TMME THITPOTIAHOW ) TAPPOITU TN H-3 - M1 )METaH-
CyITb(pOHAMU]I.

K cmecm  N-((2S,35)-2-((2,3"-mudTopordeHm-3 -uir)MeTHIT) T PP OJTU TN H-3 -1 )METAaHC Y Ib(OHAMHU A
(68 mr), TEA (75 mr) u TT'® (1,6 Mu1) mpu KOMHATHOM TEMIIEpPAType NOOABISAIOT 2,2- TUMETHIIIIPOTIAHOMITXJIOPH/T
(67,1 mr). CMmech miepeMeIuBarOT MPH KOMHATHOW TeMIIepaType B T€UCHHE 3 4, 3aTeM J0OaBISAIOT K BOJHOMY
pacTBOpy ruIpoKapOOHATa HATPUSI U HKCTPArkpyroT cMeckio stuianeTar-1T'®. Opranndeckuii ol mpombIBa-
IOT BOJIOHM M HAaCHIIEHHBIM PAaCTBOPOM COJIM, CyIIaT HaJl 0E3BOIHBIM CyJIb()AaTOM MarHus U KOHICHTPUPYIOT IPU
MOHIKEHHOM JaBiieHHH. OCTaTOK OYMINAIOT ¢ MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cuiMKareie (3Til-
arerar/rekcaH) ¢ MoJIy4eHHEM YKa3aHHOTO B 3ar0JIOBKe coenHeHus (68,9 mr).

'H SIMP (300 MI'u, CDCl3) & 1,25 (9H, ¢), 1,95-2,04 (1H, m), 2,28-2,39 (1H, M), 2,53 (3H, c), 2,92-3,08
(2H, m), 3,64-3,71 (2H, m), 3,92-4,05 (1H, m), 4,65-4,75 (2H, m), 7,03-7,11 (1H, m), 7,15-7,26 (2H, m), 7,27-
7,32 (2H, m), 7,36-7,45 (1H, m), 7,53 (1H, T, J=7,1, 1,7 I').

ITpumep 350.

N-((2S,3S)-1-(muknobytrnkapoonnn)-2-((2,3'-mudTopOrd e HIII-3 -1iT ) METHI ) TUPPOJTH TN H-3 -WIT)METaH-
cynb(hoHAMUI.

K cmecu N-((2S,35)-2-((2,3'-mudToportheHuT-3 -1iT)MEe THII) TUPPOSTUIANH-3 -WT)MEe TaHC Y IboHamMu1a (66 Mr),
TEA (54,7 mr) u TT'® (1,6 Mi1) mpu KOMHATHOW TeMIlepaType M00aBIIOT NUKIOOyTaHKapOoHmIXIopus (42,7
Mr). CMech TIepeMeIMBarOT IPU KOMHATHOM TEMIIEpaType B TeueHue 2 4, J00aBISIIOT K BOJHOMY pacTBOPY THII-
pokapOoHaTa HaTPHUsl U KCTPArupyroT cMmechio stminaneTar-T1'®. OpraHudeckuil cioil NPOMBIBAIOT BOJOH U
HaCBIIIEHHBIM PACTBOPOM COJIM, CyHIaT HajJ OE3BOIHBIM CyIb()AaTOM MarHusl U KOHIEHTPUPYIOT NPH TOHHMKEH-
HOM JjaBieHHH. OCTAaTOK OYMINAIOT C IIOMOINBIO KOJOHOYHOW Xpomarorpagum Ha CuiIukarene (Mera-
HOJI/3THJIALIETAT) C MOJy4YeHHEM KpHucTauioB. Kpuctamisl coOnparoT GuiisTpanyeil 1 IpoMbIBalOT CMECHIO JHH-
30IPOIMIIOBBIN 3(hMP-TEKCaH C MOTYYCHHEM YKa3aHHOTO B 3aroJioBke coeanHeHus (49,9 mr).

'H SIMP (300 MI'u, CDCly) & 1,67-2,40 (8H, m), 2,57-3,22 (6H, M), 3,27-3,77 (2H, M), 3,94-4,08 (1H, M),
4,26-4,64 (1H, m), 4,75-4,83 (1H, m), 7,03-7,12 (1H, m), 7,14-7,24 (2H, m), 7,27-7,34 (2H, m), 7,36-7,50 (2H, m).

ITpumep 351.

N-((2S,35)-2-((2,3'-mudpropoud enmi-3-un)metnn)- 1 -(( 1 -MEeTHIIHUKIO TP OTIHIT)KapOOHWIT ) TUPPOJTUTUH-3 -
WI)METaHCyTb(HOHAMUI.

K pactBopy N-((2S,3S)-2-((2,3"-mudTopordeHm-3 -1un)MeTHI) T pPOJTU TN H-3 -1 ) METAaHC YT OHAMHU 1A
(66 Mr), 1-MeTHAIMKIONPONaHKapOoHOBOM KUCIOTHI (23,4 Mr), DIPEA (46,6 mr) 1 IM®A (1 mu1) mpu KOMHAT-
HoW Temmeparype no6aBistor HATU (103 mr). CMmech nmepeMeImBaroT P KOMHATHOHN TeMIlepaType B TCUCHUE
3 4, 3areM A00aBIISIOT K BOJAHOMY PacTBOpPY TMApOKapOOHATa HATPHS U SKCTParupyloT CMECHIO JTHIIALETaT-
TT'®. Opranudeckuii ClOH MPOMBIBAIOT BOJIOH M HACHIIIEHHBIM PACTBOPOM COJIHM, CyIIAT HaJ OE3BOJHBIM CYIIb(a-
TOM MarHvsi ¥ KOHIEHTPUPYIOT NPH TIOHWKEHHOM JaBieHHH. OCTaToOK OYMINAIOT C MTOMOIIIBIO KOJIOHOYHOH Xpoma-
Torpauy Ha CHIIMKarene (3THIALeTaT/TeKcaH) ¢ OoJly4eHHEM yKa3aHHOTO B 3aroJIoBKe coetnHeHus (54,5 mr).

'H SIMP (300 MI', CDCl3) & 0,46-0,61 (2H, m), 0,71-0,80 (1H, m), 0,94-1,03 (1H, M), 1,25 (3H, c), 1,88-
2,02 (1H, m), 2,27-2,39 (1H, m), 2,70 (3H, ¢), 2,91-2,99 (1H, m), 3,05 (1H, an, J=14,2, 7,4 I'n), 3,58-3,76 (2H,
M), 3,94-4,06 (1H, m), 4,66 (1H, n, J=6,5 '), 4,77 (1H, nn, J=9,3, 4,4 T'w), 7,03-7,11 (1H, m), 7,17 (1H, T, J=7,8
I'm), 7,20-7,25 (1H, m), 7,27-7,44 (4H, m).

ITpumep 352.

N-((25,35)-1-(azernaun- 1 -unkapoonmn)-2-((2,3'-mud ropord e Hr-3 -1 )METHIT ) TUPPOITUIH- 3 -1 )METAHCYJTh-
(honamm .

K cmecu N-((2S,35)-2-((2,3'-mudToportheHuT-3 -1iT)MEe THII) TUPPOTUINH-3 -WT)Me TaHC Y IboHamu1a (68 Mmr),
DIPEA (48,0 mr) u TT'® (1,6 mu) mpu 0°C nobasisitoT Guc(Tpuxiopmeriin)kapoonat (44,1 mr). Cmech nepeme-
mmBaroT 1pu 0°C B Teyenne 20 MUH U 3aTeM KOHIEHTPUPYIOT IPH MTOHWKEHHOM JaBiieHHH. OCTaToK pa30aBiisi-
ot TT'® (1,6 Mu1) ¥ K pacTBOpPY NpU KOMHATHOM TemIeparype 100aBisiroT azetuaud (63,6 mr). Cmech nepeme-
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mmBaroT npu 70°C B Teuenune 20 MUH, 100aBISIOT K BOAHOMY PAacTBOPY I'MApokapOOHAaTa HATpUS M 3KCTparu-
pytoT cMmecbio atunaneTar-11'®d. OpraHudeckuil cioil MpoMbIBalOT BOAOW M HACHIIICHHBIM PACTBOPOM COJIH,
cymat Hajg 0e3BOAHBIM CyNIb(}haTOM Maraus W KOHIEHTPUPYIOT IPH MOHIKEHHOM JaBiieHUH. OCTaTOK OYUINAIOT
C TIOMOIIIHIO KOJIOHOYHOM XpoMaTorpaduu Ha CHIMKareie (METaHOJ/ITUIIALETAT) C MOJYICHHEM YKa3aHHOTO B
3arosioBke coenunenus (40,0 mr).

'H SIMP (300 MI', CDCl3) & 1,89-2,01 (1H, m), 2,13-2,26 (3H, M), 2,68 (3H, ¢), 2,90-2,99 (1H, m), 3,02-
3,11 (1H, m), 3,24-3,41 (2H, m), 3,80-4,06 (5H, m), 4,53 (1H, n, J=6,8 I'n), 4,64 (1H, nn, J=9,1, 3,4 '), 7,03-
7,11 (1H, m), 7,16-7,25 (2H, m), 7,27-7,33 (2H, m), 7,36-7,44 (2H, m).

[Tpumep 364.

N-((2S,3S)-1-(azernaun- 1 -mkapO0oHN )-2-(0UP SHIIT-3 -UIMETHI ) TUPPOITHTUH-3 -1 )3 TaHC YT (HOHAMFLI.

A) tper-bytnn-(28,3S)-2-(3-6pombensun)-3-((3THIICY b OHNIT)aMUHO ) TUPPOJIUANH- | -KapOOKCHIIAT.

K cmecu tper-0yTnin-(2S,3S)-3-amuHo-2-(3-6poMOeH3 ) muppomuanH- 1 -kapookennara (3,2 ), TEA (1,37 1)
u TT'® (50 mi1) npu KOMHATHOH Temneparype no0aBisioT stancynbhormixiaopun (1,39 r). Cmecs nepemernu-
BAIOT NPU KOMHATHOH TemIiiepaType B TeueHne 1 4. HepacTBopuMoe BelecTBO ynansioT GUIbTpanuei u mpo-
MBIBAIOT dTHIAIieTaTOM. OUIbTpaT KOHIECHTPUPYIOT NPU IMOHMKEHHOM JaBiieHuH. OCTaTOK OYMIIAIOT C TOMO-
IbI0 KOJIOHOYHOM XpomaTorpaduu Ha cuimkarese (dTuianerar/rekcan). [lomydeHHOE Maciao KPUCTALIH3YIOT U3
JTHIIaIeTaTa u pa3daBistoT rekcaHoM. Ocazok coOuparoT GprIbTpamue ¢ MoJIydeHneM yKa3aHHOTO B 3ar0JIOBKE
coenuHeHus (3,46 1).

MC: [M+H-Boc]" 347,2.

B) tpet-byTun-(2S,3S)-2-(6udenmn-3-mmmetni)-3-((3THICYIb()OHIIT ) aMIHO ) TUPPOTIHIUH- | -KapOOKCHIIaT.

Cmech  TpeT-0yTmi-(2S,3S)-2-(3-6pomOen3w)-3-((3THICY B OHII ) aMITHO ) TUPPOITUANH- | -KapOOKCcHIIaTa
(1,0 ), pennnboponosoii kucnots! (0,409 r), XPhos Pd G3 (0,057 r), 1M BoaHoro pactBopa Tpukanuiipocdara
(6,71 M) u TT'® (20 M) nepememmmBatot npu 70°C B Teuenune 1,5 4. Cmeck KoHIEHTpUpYOT. OCTaToK pacmpe-
JEISIIOT MEXKAY STHIDTHIIALETATOM WM BOJOH M OKCTPardpyroT HONYyYCHHYIO CMECh ATHIIALETATOM. DKCTPaKT
NpOMBIBalOT 1M BOIHBIM pacTBOPOM THIPOKCHA HATPUSl W HACHINIEHHBIM PacTBOPOM COJIM, CyHIaT Haj Oe3BOJI-
HBIM CYJIb(aTOM MarHus ¥ KOHUEHTPUPYIOT IPH MOHWKEHHOM AaBiieHnH. OCTaTOK KPUCTAJUTM3YIOT U3 CMECH ITH-
Jarerar/TeKcal u cOOMparoT oca oK (GriIbTpalreii ¢ MoTydyeHHeM YKa3aHHOTO B 3arojioBke coeanHeHus (714 mr).

MC: [M+H-Boc]" 345,3.

C) I'mmpoxmopun N-((2S,3S)-2-(6nudeHnn-3-uiImMeThI ) TUPPOTHINH-3 - 1T )3 TAaHC YT (OHAMHTA

Cmech  Tper-0yTmin-(2S,35)-2-(6nudenni-3-mmmeTin)-3-((3THICYIb(OHMUIIO0 )aMUHA ) TUPPOITUIUH- | -kapOo-
kceunata (714 mr), 4M pacTBOpa COJITHON KHCIOTHI B aTHianeTare (5 mir) u ostwnamnerarta (10 mir) nmepemermmBa-
0T B TCUCHHUE HOYH ITPH KOMHATHOU Temrieparype. CMeck pa30aBIIAioT AITUIALIETATOM H 3aTEM OCaIOK COOUPAroT
(bunpTpanmel ¢ moxydeHneM YKa3aHHOTO B 3ar0JIOBKe coequHeHus (576 mr).

MC: [M+H]" 345,3.

D) N-((28,3S)-1-(azetnaun-1-nkapO6ormn)-2~(0rgeHmIT-3 -UIMEeTHIT ) TUPP O AMH-3 -1 )9 TaHC Y Tb(OHAMH T,

Cwmech runpoxiopuaa N-((28,3S)-2-(6udenni-3-unmmeTHin) IupposuIH-3 -1 )aTancyabdonamuna (576 mr),
DIPEA (391 mr) u TT'® (10 mi1) mo kxaruisiM 100aBIIsIIOT K cMecu ouc(Tpuxiopmetuin)kapoonara (359 mr) u TI'O
(10 M), HOTY4YEHHYIO CMECh MEPEMEIINBAIOT TP KOMHATHOI TeMrepatype B TeueHre 30 MUH U 3aTeM KOHIICH-
TpupyIoT. OCTaTOK PACIPEEIIIIOT MEX Iy THIAETATOM U HACHIIIEHHBIM BOJHBIM PAaCTBOPOM THIpOKapOOHATa
HATPHUS W DKCTPATHPYIOT MONYyYCHHYIO CMeCh 3TmianeTatoM. OpraHudecKuil CIoi MPOMBIBAIOT HACHIIIEHHBIM
PacTBOpOM COJIH, CymIaT Haj 0€3BOJHBIM CyIh()AaTOM MarHHWS W KOHLIEHTPUPYIOT IIPH MMOHWKCHHOM JaBIICHUH.
Ocratok cMemmBaroT ¢ TI'® (10 M) u kK cMecH TIpU KOMHATHOHN TeMIiepaTtype q00aBIsaIoT azeTUauH (432 mr).
CMech mepeMenmnBaloT Mpu KOMHATHOW Temmeparype B TedeHue 4 4. K cMecn mo0aBisroT azetuaud (432 mr),
MepEeMEIINBAIOT TOIYIeHHYI0 CMECh P KOMHATHOH TeMIieparype B Te4eHHe 15 MHUH U 3aTeM KOHIICHTPHPYIOT.
ITony4yeHHBIN OCTaTOK paclpeieissioT MEeXIy dTuianeratoM U 1M colsiHON KHUCIOTON M AKCTParupyroT MOJIy-
YEHHYIO cMech dTuianeratoM. OpraHuuecKuid €10 NPOMBIBAIOT HACBHIIIEHHBIM PAacTBOPOM COJIM, CYIIAT Hal
0€3BO/IHBIM CyNb()AaTOM MarHus W KOHILECHTPUPYIOT NPH HNOHIKEHHOM JaBiieHuu. [loaydeHHbIe KpHUCTaUIbI T1e-
PEKPUCTAIITM30BBIBAIOT U3 CMECH THJI STHJIALETAT/TEKCaH C MOJyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIMHCHHUS
(453 mr).

'H SIMP (300 MTI'u, CDCL3) & 1,18 (3H, 1, J=7,4 Tw), 1,75-1,92 (1H, m), 2,08-2,24 (3H, M), 2,73-2,97 (3H,
M), 3,16 -3,42 (3H, m), 3,80-3,97 (3H, m), 4,02 (2H, ks, J=8,0 '), 4,32 (1H, 1, J=8,3 '), 4,46-4,55 (1H, m),
7,27-7,49 (6H, m), 7,51 (1H, ¢), 7,55-7,62 (2H, m).

[Tpumep 366.

(2S,35)-2-((3",5'-mupropoudennn-3-un)mMe T )-N-IuMe THII -3 -((MEe TUIICYITb(OHHI ) aMHHO ) TUPPOITH TUH- | -
KapOOKCaMMI.

A) Tper-byrun-(2S,35)-2-((3',5'-muadropoudenmn-3-mn)merrn)-3-((MeTHICY b () OHIIT )JaMHHO ) TUPPOITHIH- | -
KapOOKCHIIaT.

Cwmechb Tpet-0yTmi-(2S,3S)-2-(3-6pombensnin)-3-((MeTHICy Ib(OHMUIT)aMHHO )TUPPOIHIANH- | -kapOOKcHIaTa
(1,73 1), (3,5-mudropdenun)ooponosoii kucnotsl (0,947 ), kapbonara kams (1,11 r), (A-taPhos),PdCl, (0,135
r), DME (20 ™M) u Bozsl (4 M) nepemermBatot nipu 70°C B Tedenue 2 4. CMech KOHIEHTPUPYIOT NPH TIOHH-
JKCHHOM JIaBJICHUH U OCTATOK OYHMINAIOT C ITOMOIIBLIO KOJOHOYHOM Xpomarorpaduu Ha cuukarene (NH, stui-
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arerar/rekcaH) ¢ MoJTyYeHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (1,74 r).

MC: [M+Na]" 489,3.

B) l'uapoxmopun N-((2S,3S)-2-((3",5'- nudTopOordeHu-3 -1IT) MEeTHIT ) TAPPOITUINH-3 -FJT)METAHCYTb(hOHAMHUTA.

Cmech TpeT-0yTHi-(2S,3S)-2-((3',5'-mudTopoudenmn-3-ni)mMetnn)-3-((MeTHICYTH() OHIIT )aMHUHO )T -
pomuauH-1-kapookcunara (1,74 1), 4M pactBopa cosstHo# kucnotel B CPME (18,7 M) u metanosa (10 mu) mie-
pEMEIINBAIOT P KOMHATHOH TeMmIepaType B TedeHHe 2 4. PeakIMOHHYI0 cMech KOHLEHTPUPYIOT IPU TTOHH-
JKEHHOM JaBieHHuH. [losydeHHOe TBEpIOE BEIIECTBO NMPOMBIBAIOT ITHIALETATOM C MOJYYCHHEM yKa3aHHOTO B
3arosioBke coenuuenus (1,47 ).

MC: [M+H]" 367,2.

C) (28,35)-2-((3",5"-mudropoudenmn-3-mn)mernn)-N,N-aumeTrn-3-((MeTHICY T () OHIIT ) aMUHO ) TUPPOITH-
JH- 1 -kapOoKcaMuI.

K cmecu ruppoxmopuma N-((2S,3S)-2-((3',5"-au¢TopoudeHnn-3-mir)MeTHI ) TP PO ANH-3 -1IT ) MeTaH-
cynsponamuna (1,47 v) u TT'® (20 mur) npu komHaTHOH TemmnepaTtype nobasmstor TEA (1,29 1) u numernnkap-
6amonnxnopun (0,589 r). CMech nepeMemnBaOT NpyU KOMHATHOW TeMIlepaType B TedeHue | 4, Kk cMecu 100aB-
JSTIOT HACBIIIEHHBIH PAacTBOP COJIM U KOHIIEHTPHPYIOT MOIYYECHHYIO CMECh IPH MOHIKEHHOM aaBieHuH. OcTa-
TOK OYHIIAIOT C IMIOMOIIBI0 KOJIOHOYHOH XpoMmaTtorpadum Ha cunukaresne (NH, sTiianeraT/TeKcan) ¢ moiaydeHH-
€M yKa3aHHOTO B 3aroyioBke coeauaenus (1,49 r).

'H SIMP (400 MI'u, CDCl3) & 2,03-2,11 (2H, m), 2,63-2,72 (1H, M), 2,73 (3H, ¢), 2,85 (6H, ¢), 3,23-3,38
(2H, m), 3.56-3.65 (1H, ™), 3,85-3,93 (1H, m), 4,41-4,50 (1H, ™), 4,69 (1H, n, J=8,6 I'm), 6,73-6,81 (1H, m),
7,06-7,15 (2H, m), 7,32-7,41 (3H, m), 7,49 (1H, c).

ITpumep 373.

(28,35)-2-((2,3"-nudropoudennn-3-mwr)mernn)-3-((3rrincynbpormnt)aMuHo )-N, N- IMMe THIITHPPOIH AU H- 1 -
KapOOKcaMuI.

A) tper-bytun-(28S,3S)-2-(3-0pom-2-hTopoeH3rnt)-3-((3THICYTb(HOHMT )aMHUHO ) TUPPOTAINH- | -KapOOKCHIIAT.

K cmecn tper-0yTHn-(2S,3S)-3-amuH0-2-(3-6pom-2-¢pTopOeH3mn)nuppoauauH- 1 -kapookennata (1,20 1),
TEA (0,651 r), DMAP (0,118 1) u TT'® (11,5 mu1) npu KOMHaTHOH Temneparype A00aBISIOT STaHCYIb(OHMUII-
xsopun (0,620 1). CMech epeMennBatoT MpyU KOMHATHON TeMIepaType B TeYeHHUE 2 U, 3aTE€M BBUIMBAIOT B BOAY
W 3KCTparupyrot 3tunaneraroM. Opranndeckuii ciaoi mpomeiBaoT 10% BOAHBIM pacTBOPOM JIMMOHHOHN KHCIIO-
TBI, BOAHBIM PacTBOPOM THAPOKapOOHAaTa HATPHUA M HACHIIICHHBIM PacTBOPOM COJIH, CYIIAT Haja OE3BOIHBIM
cynb(haToOM MarHus ¥ KOHIEHTPHPYIOT NPH MOHIKEHHOM JaBieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJOHOY-
HOW XpomaTorpaduu Ha cuiuKarene (dTHIANETAT/TeKCaH) C MOTYYCHHEM YKa3aHHOTO B 3arOJIOBKE COCIUHEHUS
(1,43 ).

MC: [N-H] 463,1.

B) tper-bytnin-(2S,3S)-2-((2,3'"-mudropoudennn-3-um)mernn)-3-((3THICYIHPOHIIT)aMHHO ) TUPPOITHUAUH-
1-xap6okcuar.

Cmech  Tpet-0yTHia-(28S,3S)-2-(3-6pom-2-hropoeH3ni)-3-((3THICYIIB(HOHIIT)aMIHO ) TUPPOIUINH- | -Kap-
6okcunara (465 mr), (3-propdenmn)ooponosoit kuciotsl (280 mr), XPhos Pd G3 (42,3 mr), IM BoxHOTrO pac-
TBOpa Tpukanuiidocdara (3,00 M) u TT'® (11 mur) nepemermmBarot B atMochepe aprona npu 70°C B Teuenue 1
4. PeakumoHHyI0 cMech BBUIMBAIOT B BOAHBIN PacTBOP I'MAPOKapOOHAaTa HATPHS U SKCTPArHpyIOT MOIYYCHHYIO
cMech sTmaneratoM. OpraHuYecKui cI0il MPOMBIBAIOT BOAOM M HACHIIIEHHBIM PACTBOPOM COJIM, CYIIAaT Haj
6€3BOHBIM CyNb(haTOM MarHusl ¥ KOHIEHTPHPYIOT IPHU MOHWKEHHOM AaBieHHH. OCTaTOK OYMIIAIOT C TOMO-
b0 KOJIOHOYHOM XpoMaTorpapuu Ha CHITMKareye (3THIAIETaT/TeKCaH) ¢ TIOJydeHHEeM YKa3aHHOTO B 3ar0JIOBKE
coenuHeHus (449 mr). MC: [N-H] 479,2.

C) N-((28,35)-2-((2,3"-mudTopOordeHII-3 -1 )METHIT ) TUPPOJTH TN H-3 -1 )3 TAaHC YIb(OHAMHI.

K cmecu  Tper-0yTmi-(28S,3S)-2-((2,3"-mudropobudenmn-3-mm)mern)-3-((3TIICyIb(HOHIT ) aMUHO ) ITHP-
pormuauH-1-kapOokcunata (444 mr) u Tomyona (4,8 Mi) mpHM KOMHaTHOW Temmneparype noo6asisor TOYK
(4,8 mu). CMech nepeMemIrBaloT NP KOMHATHON TeMIepaType B TedeHue 1 4 U 3aTeM BBUIMBAIOT B HACBILICH-
HBIIl BOAHBIH pacTBOp rMApokapOOHaTa HAaTpHs NPHU OXJaKAeHWH JbJoM. CMech moamenaynBaor 10 pH=S8 c
MIOMOIIBI0 KapOOoHaTa Kalusl M KCTPAarupyroT cmechio atuinanetat/TI'®. Opranuueckuii cioif MpoMbIBalOT BO-
JIOM M HacCBIIIEHHBIM PAacTBOPOM COJIH, CyIIAT HaJl OE3BOJHBIM CYJb()aTOM MarHus U KOHIEHTPUPYIOT TPH HO-
HIDKEHHOM J1aBiieHHH. OCTaTOK OYHMINAIOT ¢ OMOIIBIO KOJIOHOYHOH Xpomartorpadun Ha cunukarene (NH, mera-
HOJI ATHJIAIETAT) C TIOTyYeHUEM YKa3aHHOTO B 3arojioBke coenuueHus (341 mr).

MC: [M+H]" 381,2.

D) (2S,35)-2-((2,3'-mudropoudennin-3-un)mMe T )-3-((3THICYTb(HOHMIT)aMUHO ) TUPP OJTH I H- | -kap6o-
HUJIXJIOPHL.

K cmecu N-((2S,35)-2-((2,3"-au¢pTopoudennn-3-mn)Me T ) TuppouanH-3-un)sTancyinbdonamuga (215
mr), DIPEA (146 mr) u TT'® (4,8 mi) npu 0°C nobasinsitor 6uc(tpuxiaopmermn)kapoonar (134 mr). Cmech me-
pememuBaroT npu 0°C B Teuenune 10 MuH, a 3aTeM NpH KOMHATHOM TeMmeparype B TeueHue 10 muH. CMech BBI-
JMBAIOT B BOAY M OKCTPArupyroT MOJIYYEHHYIO cMech dTHianeTaToM. OpraHndecKui c1oi OTaesNsoT, MpOMbIBa-
10T BOJIOHM M HAaCHIIEHHBIM PAaCTBOPOM COJIU, CyIIaT HaJl 0E3BOHBIM CyJIb()AaTOM MarHus U KOHICHTPUPYIOT IPU
MOHIDKEHHOM JaBiieHHH. OCTaToOK OYMINAIOT ¢ MOMOIIBIO KOJIOHOYHOHM XpoMaTorpaduu Ha cHiMKareie (3THi-
areTaT/Tekcan), MOJIy9eHHbIE KPUCTAJUIBI COOMPAIOT (GHUIbTpalliedl W TPOMBIBAIOT CMECHIO JHU3OIPOIUAIOBBIN
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a¢up/TeKcaH ¢ MOJIyYECHHEM YKa3aHHOTO B 3ar0JIOBKE coeAnHeHus (223 mr).

MC: [N-H] 441,1.

E) (2S,35)-2-(2,3'"-mudpropoudennn-3-mm)meTun)-3-((3TrmncynbGonni)aMuHo )-N,N- THME THITTHPPOITH THH-
1-kapOokcammI.

K cmecn  (2S,35)-2-((2,3'-mudropbudenni-3-min)MeTwn )-3-((3THICYIb()OHUIT)aMUHO )TUPPOJTH U H- | -
kapoonmixiopuaa (110 mr) u TT'® (1,9 M) mpu KOMHaTHOU TemnepaType no0aBistoT 2M pacTBOp TUMETHIIA-
muHa B TT'® (0,373 mir). CMech mepeMennBaloT Ipyu KOMHATHOW TemmepaType B TedeHne 30 MuH, a 3aTeM Tpu
70°C B Teuenue 10 muH. CMech BBUIMBAIOT B BOAHBIN pacTBOpP THAPOKapOOHATa HATPHUS U IKCTPATHPYIOT CMe-
ceio strnanetar/TI'®. OpraHudeckuii CIOH OTIACISAIOT, IPOMBIBAIOT BOJOW W HACHIIICHHBIM PAacTBOPOM COJIH,
cymaT Hajg 0e3BOJHBIM CyIb()aTOM MarHus ¥ KOHIEHTPUPYIOT NPH MOHMKEHHOM J1aBlieHHH. OCTaTOK OYUILAIOT
C TTOMOIIBIO KOJIOHOYHOHM Xpomarorpaduu Ha cHiIMKareie (METaHOJ/3THIIAlleTaT) ¢ HOJyUYeHHEM YKa3aHHOTO B
3aroJyioBke coequaeHus (97,0 mr).

'H SIMP (300 MI'u, CDCls) & 1,27 (3H, 1, J=7,4 T'm), 2,06-2,20 (2H, m), 2,79 (6H, c), 2,81-2,95 (3H, m),
3,00-3,10 (1H, m), 3,28 (1H, nx, J=10,3, 8,4, 4,4 I'ny), 3,62 (1H, ar, J=10,3, 7,9 I'n), 3,88-3,98 (1H, m), 4,48-4,59
(2H, m), 7,02-7,10 (1H, m), 7,16 (1H, 1, J=7,6 '), 7,20-7,25 (1H, m), 7,26-7,31 (2H, m), 7,32-7,43 (2H, m).

ITpumep 387.

N-((2S,35)-2-((2,3'-mudpropoud enmn-3-un)mMeTnn )- 1 -(2-rugp oKCH-2 -METHIIITPOTIAHO T ) TU PP OJTA N H-3 -
WI)METaHCyTb(HOHAMUI.

K cmecu N-((2S,35)-2-((2,3"-mudTopOudenni-3-mr)MeTHI) TUPPOJTHANH-3 -1 )MeTaHCY T OoHAMHU 12
(60 ™Mr), 2-rUApPOKCH-2-MeTHITIpONIaHOBOK KUCIOTHI (22,2 mr), DIPEA (42,3 mr) u IM®A (1 M) npu KOMHAT-
Hoit Temneparype nob6asisiror HATU (93 mr). CMmech mepeMemunBaioT Ipyu KOMHATHON TeMIlepaType B TeUESHUE
3 4, 3aTeM PEaKIHOHHYIO CMECh BBEUIMBAIOT B BOJHBIM PacTBOP TMIpoKapOOHATa HATPHS M OKCTPArupyroT cMe-
cpio stmnanetar/TI'®. OpraHudeckuii CIOH OTHACINSAIOT, IPOMBIBAIOT BOJOW W HACHIIICHHBIM PAacTBOPOM COJIH,
cymaT Hajg 0e3BOJHBIM CyIb()aTOM MarHus ¥ KOHIEHTPUPYIOT NPH MOHMKEHHOM J1aBlieHHH. OCTaTOK OYUILAIOT
C MTOMOIIBIO KOJIOHOYHOHM Xpomarorpaduu Ha cHiIMKareie (METaHOJ/3THIIAlleTaT) ¢ MOJyYeHHeM YKa3aHHOTO B
3aroJioBKe coequHeHus (63,8 mr).

'H SIMP (300 MI'u, CDCl3) & 1,41 (3H, ¢), 1,43 (3H, ¢), 1,89-2,01 (1H, m), 2,29-2,41 (1H, m), 2,66 (3H,
¢), 2,91-3,00 (1H, m), 3,06-3,16 (1H, m), 3,68 (2H, ymr.c), 3,84 (1H, yurc), 3,97-4,10 (1H, m), 4,74 (2H, ymu.c),
7,07 (1H, tan, J=8.4, 2,6, 1,0 I'm), 7,16-7,25 (2H, m), 7,26-7,33 (2H, m), 7,36-7,45 (2H, m).

ITpumep 389.

N-((2S,35)-2-((2,3'-mudpropoud enmn-3-un)mMeTnn )- 1 -(2-rugp oKCcH-2 -METHIIITPOTTIAHOMIT ) TU PP OJTA N H-3 -
WT)3TaHCYTH()OHAMUI.

K cmecn N-((2S,3S)-2-((2,3"-mudropoudeHnn-3-uin)MeTHI ) TUPPOTUANH-3 - )ITaHCcyIbhoHaMuaa (59 Mr),
2-TUIPOKCH-2-MeTHIponiaHoBor kucioTsl (21,0 mr), DIPEA (40,1 mr) m IM®A (1 mur) mpu KOMHATHOH TeM-
neparype nobasisitor HATU (88 mr). Cmech mepeMemnBaloT Npu KOMHaTHOW TeMIlepaType B TedeHue 3 4, 3a-
TEM BBUIMBAIOT B BOJHBIM PacTBOpP rMApoKkapOOHaTa HaTpHs U MOJYYEHHYIO CMECh SKCTParupyroT CMEChIO 3THII-
anerat/TT'®. Opranudeckuil CiI0i OTAEISAIOT, MPOMBIBAIOT BOJOH M HACHIIIEHHBIM PacTBOPOM COJIH, CYIIAT HaJ
0€3BO/IHBIM CyNb(}aTOM MarHusl ¥ KOHIEHTPHPYIOT IPH MOHIWKEHHOM aaBieHHH. OCTaTOK OYMIIAIOT C TOMO-
IIBI0 KOJIOHOYHOHM Xpomarorpaduu Ha cuiIMKareie (METaHOJI/THIIALETaT) ¢ MOJy4YeHHEM yKa3aHHOTO B 3aro-
JIOBKe coenunHeHus (62,4 mr).

'H SIMP (300 MI'u, CDCly) & 1,22 (3H, 1, J=7,4 I'ny), 1,40 (3H, c¢), 1,42 (3H, c), 1,85-1,99 (1H, m), 2,28-
2,41 (1H, m), 2,86 (2H, kB, J=7,4 I'y), 2,95 (1H, nx, J=15,0, 3,9 I'm), 3,08-3,19 (1H, m), 3,67 (2H, ym.c), 3,83-
4,06 (2H, m), 4,56 (1H, ymr.c), 4,73 (1H, ym.c), 7,07 (1H, Tox, J=8,4, 2,6, 1,0 I'ny), 7,15-7,25 (2H, m), 7,27-7,32
(2H, m), 7,36-7,44 (2H, m).

ITpumep 395.

N-((2S,3S)-1-(2-ruapokcu-2-meTuipornanomn)-2-((2,3'5'-rpud Topoud e HrI-3 -1 )METHI ) TAPP OJTH TUH-3 -
ni)MeTaHcyIbhoHaMuI/+

A) Tper-bytnn-(2S,3S)-3-((Metuncynshonm)amuno)-2-((2,3",5'-rpudropondeHrIT-3-UT)METHI)ITUPPOIUANH-
1-xap6okcunar.

Cmech TpeT-0yTHin-(2S,3S)-2-(3-6pom-2-dpropoensmn)-3-((MeTHICY (G OHMUIT)aMHUHO ) TUPPOTHIUH- | -
kapOokcunara (450 mr), (3,5-mupropdennn)ooponosoit kucaoTsl (315 mr), XPhos Pd G3 (42,2 mr), 1M BoxHO-
ro pactBopa Tpukanuidocdara (2,99 mi) u TI'® (11 M) nepememmBator B atMocdepe aprona npu 70°C B Te-
yenue | 4. PeaknmoHHyI0 cMech BBUIMBAIOT B BOJHBIIM pacTBOP TMIPOKapOOHATa HATPHS U AKCTPArupyIOT MOy~
YEHHYIO CMeCh dTmianeraTtoM. OpraHmYecKuil cJIol MPOMBIBAIOT BOAOH M HACHIIICHHBIM PaCTBOPOM COIH, CY-
mrat Hajg 0e3BOAHBIM CYJIb()aToM MarHUS ¥ KOHIEHTPUPYIOT IPH IMOHMKCHHOM JaBiIeHUH. OCTaTOK OYHUINAIOT C
MTOMOIIBIO0 KOJIOHOYHOUW XpoMaTorpaduul Ha CHIMKareie (ITUIANETaT/TeKCaH) ¢ MOJyICHHEeM YKa3aHHOTO B 3a-
TOJIOBKE coequHeHUs (482 mr).

MC: [N-H] 483,2.

B) N-((2S,35)-2-((2,3",5'-rpudropOudeHuI-3 -nir)MeTHI ) TH pPOITHANH-3 - W) METaHC Yy Ib(HOHAMU L.

K cmecu tper-0yTHin-(28S,3S)-3-((Metuncynshonun)amuno)-2-((2,3',5'-rpudropord eHnn-3-mr)Me T ) up-
ponmuauH-1-kapOokcmnata (477 mr) u Tonmyona (5,2 MiI) IpHM KOMHATHOW Temmneparype noo6asisior TOYK
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(5,2 mu). CMech TiepeMeInnBaoT IpH KOMHATHOH TeMIepaType B T€4eHHE | 4 M 3aTeM MpH OXJIAXKICHUH JIbIOM
BBUIMBAIOT B HACHIIICHHBIH BOAHBIN pacTBOp ruapokapOoHara Hatpus. CMech nmojmenauusaror 10 pH=8 ¢ no-
MOIIIbIO KapOOHATa KaIHsI U KCTPAarupyroT cMechbio atmianetat/TI'd. Opranudeckuii Ciioi MPOMBIBAIOT BOAOK
Y HACBHIIICHHBIM PAaCTBOPOM COJIH, CYIIAT HaJ O€3BOJHBIM CyIb()aTOM MarHusl U KOHLECHTPUPYIOT IPU IIOHUKEH-
HOM JaBieHHH. OCTaTOK OYMIIAIOT C MOMOMIBIO KOJOHOYHON Xxpomarorpaduu Ha cwinkarene (NH, meraHon
JTUIJIAINIETAT) C MOJyYeHUEM YKa3aHHOTO B 3aroyioBke coenuHeHus (339 mr).

MC: [M+H]" 385,2.

C)  N-((2S,35)-1-(2-ruapokcu-2-meTumipornanomn)-2-((2,3",5'-tpudTopoud e Hu-3 -1 )Me T ) T PP OJIH -
JIMH-3-1I)MeTaHCyIb(pOHAMUI.

K cmecn N-((25,35)-2-((2,3",5'-rpucTopordeHun-3-nir)Me T ) TP POSTU AN H-3 - 1T )METaHCYIb(hOHAMHUIA
(60 wmr), 2-ruapokcu-2-metunmnponanoBoii kuciotsl (21,1 mr), DIPEA (40,3 mr) u JIM®A (1 mi) npu KoMHaT-
HoH Temmniepatype nobasisitor HATU (89 mr). CMech nepeMeInBaroT Ipyd KOMHATHOM TeMIieparype B TeUeHHue 3
Y, 3aT€M BBUIMBAIOT B BOAHBIH pacTBOp I'MAPOKAapOOHATa HATPHS M SKCTPArupyroT cMecbio stunanerat/TTd.
Opranuyeckuii cJI0i OTAEINSIOT, IPOMBIBAIOT BOJOH M HACKHIIICHHBIM PacTBOPOM COJIM, CyIIAaT HaJll O€3BOJHBIM
cynb(}haToM MarHus ¥ KOHIEHTPUPYIOT NPH MOHIKEHHOM JaBieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOY-
HOM XpomaTorpaduu Ha cuuKaresie (METaHOJ/ATHIIAIIETAT) C TIOTyUYEeHHUEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHUS
(63,1 mr).

'H SIMP (300 MI'u, CDCl3) & 1,40 (3H, ¢), 1,42 (3H, ¢), 1,91-2,03 (1H, m), 2,30-2,42 (1H, m), 2,70 (3H,
¢), 2,89 -2,97 (1H, m), 3,10 (1H, an, J=14,0, 8,0 I'm), 3,63-3,84 (3H, m), 3,96-4,07 (1H, m), 4,68-4,84 (2H, m),
6,82 (1H, 1, J=8,9, 2,3 '), 7,02-7,10 (2H, m), 7,19 (1H, 1, J=7,6 T'm), 7,26-7,31 (1H, m), 7,44 (1H, T, J=6,7 I'y).

ITpumep 399.

(28,35)-3-((>Tuncynsponnn)amuto)-N,N-mumetiin-2-((2,3",5'-rpud ropondeHnn-3-mm)MeTn ) TUppoIuAnH- 1 -
KapOOKcaMuI.

A)  (2S,35)-2-(3-bpom-2-¢pTopbensmn)-3-((atuncynsdonni)amuto)-N,N- TUME THITHPPOIUTUH- 1 -
KapOOKcaMuI.

K cmecu  tper-Oyrun-(2S,3S)-2-(3-6pom-2-¢pTopoensnn)-3-((3Tuiacynb(pOoHIT)aMHUHO ) TUPPOIUINH- | -
kapOokcuiara (340 mr) 1 MeOH (1 Mi1) npyt KOMHaTHOH TemriepaType 100aBisitoT 4M pacTBOp CONSTHON KHCTIO-
1 B CPME (3,65 mu1). CMech niepeMeninBaioT B TeUeHHE | 1 U 3aTeM KOHIICHTPUPYIOT NPU TMOHMKEHHOM J1aB-
nerun. [TomydeHHbIit octaTok cMemmBaioT ¢ TT'® (4 mm). K cmecn npu KOMHaTHOW TeMIieparype M00aBIstoT
TEA (739 wmr) u numetmikapoamomnxiopu (393 mr). Cmech nepemermuBatoT pu 70°C B Teuenue 1 4. K peak-
IIMOHHOW CMEeCH JOOaBISIOT HACBIIIEHHBIH PACTBOP COJM M 3KCTPArHpyIOT MONYyYEHHYIO CMECh 3THIIALETATOM.
OKCTpakKT cymar Hajx 6e3BOAHBIM Cynb(haToM HAaTPHUsl U KOHLEHTPHUPYIOT NPH MOHIKEHHOM AasieHuu. [lomy-
YEHHOE TBEPJOC BEIIECTBO IPOMBIBAIOT ATUIJIALIECTATOM C IIOJyYCHHEM YKa3aHHOTO B 3aroJIOBKE COEAMHEHUS
(327 mr).

MC: [M+H]" 436,2.

B) (285,35)-3-((atuncynsponmn)amuno)-N,N-mumetnn-2-((2,3',5"-rpud ropoud eHu-3-mi)Me T muppostu-
JH- | -kapOoKcaMuI.

Cmech (28,35)-2-(3-6pom-2-¢hTopoen3nin)-3-((3TuncybhoHmT)aMiHO )-N,N-IUMe TP pOSTU INH- 1 -
kapOokcamuga (70,4 mr), (3,5-mudropdenmn)doponoBoit kuciots (38,2 mr), XPhos Pd G3 (4,10 mr), IM Boa-
HOTO pacTtBopa Tpukamuiidocdara (0,484 mm) u TT'D (2 mur) mepememmBatot npu 70°C B Teuenue 1,5 4. K cme-
CH J100aBJISIFOT HACBHIICHHBINH BOJHBIM pacTBOp THAPOKapOOHATa HATPHUS M SKCTPArUpyrOT MOTYYEHHYIO CMECh
stunaneraToM. OpraHn4ecKuil cIoil OTAENAIOT, MPOMBIBAIOT HACBHIIIEHHBIM PAacTBOPOM COJH, CyIIaT Haj 0e3-
BOJHBIM CyJIb()aTOM MarHusi ¥ KOHLEHTPHUPYIOT MPU MOHMXEHHOM JaBlieHHH. OCTaTOK OYHIIAIOT C TOMOIIBIO
KOJIOHOYHOM Xpomartorpadun Ha cuiukarene (NH, sTunamerar/rekcaH) ¢ MoJydeHHEM YKa3aHHOTO B 3ar0JIOBKE
coenuHeHUs (62,0 MT).

'H SIMP (400 MT'u, IMCO-dg) § 1,20 (3H, T, J=7,3 Tm), 1,82-1,98 (1H, M), 2,02-2,19 (1H, M), 2,58 (6H,
c), 2,68 (1H, nn, J=14,1, 9,2 '), 2,91 (1H, nn, J=13,4, 5,7 I'y), 2,96-3,06 (2H, m), 3,07-3,18 (1H, m), 3,54-3,65
(1H, m), 3,76 (1H, T, J=6,1 I'n), 4,35-4,47 (1H, m), 7,13-7,21 (1H, m), 7,23-7,32 (3H, m), 7,33-7,41 (2H, m), 7,51
(1H, x, J=6,8 I'n).

ITpumep 402.

N-((2S,3S)-1-n300yTrpni-2-((2,3",5"-rpud TopOordeHmI-3 -1a)MEeTHI ) TUPPOITHIHH-3- U )ME TAHCY TE(OHAMHK T,

K cmecn N-((2S,35)-2-((2,3",5'-tpudTopordeHri-3 -1uia)MeTI) T ppoJTU IUH-3 -1 ) METAaHC YT OHAMHU A
(60 mr), TEA (47,4 mr) u TT'® (1,4 M) mpu KOMHATHOM TeMITepaType JOOaBISIOT 2-METHIITPOIIaHOITXIOPH]T
(33,3 mr). CMmech mepeMeImBaroT P KOMHATHOW TEMIIEpaType B TeUCHHE | 1, 3aTeM BBUIMBAIOT B BOJHBIN pac-
TBOp THUApPOKapOOHATa HATPHUS U IKCTPATUPYIOT cMechio dTmnanetar/TT'®. OpraHudeckuid clioil MpOMBIBAIOT
BOJIOM M HACBIIIEHHBIM PAacTBOPOM COJIH, CyIIaT Haj OE3BOAHBIM Cylb(aTOM MarHus U KOHLEHTPHUPYIOT NPH
MOHIKEHHOM JaBiieHHH. OCTaTOK OYMINAIOT C MOMOINBIO KOJOHOYHONH Xpomarorpaduy Ha CHIIMKarene (MeTa-
HOJI/3THJIALIETaT), TOJIyYeHHOE TBEPIOE BEIIECTBO COOMPArOT (QMIIbTpalMeil U MPOMBIBAIOT CMECHIO JHH3O0IPO-
MUJIOBBIN 3(Up/TeKCaH C MOJyYeHHEM YKa3aHHOTO B 3ar0JIOBKe coenHeHus (56,7 mr).

'H SIMP (300 MI'u, CDCl3) & 0,56-1,12 (6H, m), 1,86-2,05 (1H, m), 2,31-2,43 (1H, m), 2,54-3,21 (6H, m),
3,42-3,79 (2H, m), 3,96-4,10 (1H, m), 4,36-4,68 (1H, m), 4,72-4,80 (1H, m), 6,77-6,86 (1H, m), 6,98-7,53 (5H, m).
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ITpumep 404.

N-((28,35)-2-((3',5'-mudropondennn-3-un)mernin)- 1 -(2-ruApoKCH-2 -METHIIIPOITAHO W ) TUP POJTUIUH-3 -
WT)3TaHCYTH()OHAMUI.

A) tper-byrnn-(2S,35)-2-((3",5"-mudTopoudennn-3-mr)metnn)-3-((3TUICYITHHOHIIT ) aMIUHO ) TUPPOITH THH-
1-kapOOKCHIIaT.

Cmech  TpeT-0yTmi-(2S,3S)-2-(3-6pomOen3w)-3-((3THICY B OHII ) aMITHO ) TUPPOITUANH- | -KapOOKCHIIaTa
(1,00 1), (3,5-mupropdenmrn)oopononoit kucnothl (0,529 1), XPhos Pd G3 (0,057 1), 1M BomHOTO pacTtBOpa
tpukanuiipocdara (6,71 mi) u TT'D (20 M) nepememmBaroT pu 70°C B TedeHne 2 4. PeakimoHHyI0 cMech
KOHLEHTPUPYIOT NP MOHIKEHHOM JIaBJICHHH, OCTaTOK Pa30aBIISIOT HACHIIIEHHBIM BOJHBIM PACTBOPOM T'HAPO-
KapOOHaTa HATPUs M KCTPATHPYIOT MOJYYEHHYIO CMech dTHianeTaToM. OpraHuuecKHid CIIOW MPOMBIBAIOT Ha-
CBIIIEHHBIM PaCTBOPOM COJIM, CyIIAT Haj 0e3BOIHBIM CyNb(aTOM MarHus U KOHLIEHTPUPYIOT NPH IMOHM)KEHHOM
naBineHnH. OCTaTOK OYMINAIOT C IOMOILIBI0O KOJOHOYHOW Xxpomatorpaduu Ha cuimkarene (NH, stunane-
TaT/TeKcaH) C MOJIy4YEeHHEM YKa3aHHOTO B 3arosoBke coeanHenus (1,08 r).

MC: [M+H-Boc]" 381,3.

B) T'mnpoxmopun N-((2S,35)-2-((3',5"-mudh TopOudeHunIT-3-1in)MeTHIT) AP POTHANH-3-HIT)3TaHCYTh(OHAMHU 1A,

K comecn tper-6ytun-(2S,3S)-2-((3',5"-mudTopoudenm-3-mn)mernn)-3-((3THICYTHHOHIIT ) aMHUHO )TTHP-
pomuanH-1-kapookcmnara (1,10 r) u aTunanerara (5 Mi1) Ipu KOMHATHOHN TemrmepaType n100aBisaioT 4M pacTBop
COJISTHOM KUCJIOTHI B dTIuanerate (11,2 mur). CMech mepeMenmBaroT Mpyu KOMHATHON TeMIlepaType B TeUeHHe 2 9
¥ KOHLEHTPHUPYIOT IPHU MOHIKEHHOM jAaBieHHH. [lomydeHHOE TBEpHOe BELIECTBO cOOMpAIOT (GMIBTpamuer c
JTUJIANIETATOM M CYIIAT C MOJYICHHEM YKa3aHHOTO B 3ar0JIOBKe coequHeHus (875 mr).

MC: [M+H]" 381,3.

C) N-((28,3S)-2-((3",5'-mucpropoudenun-3-mn)mernin)- 1 -(2-ruapoKcH-2 -MeTHIIPONaHOWIT ) TUPPOITH T H-3 -
WJT)3TaHCyIb(QoHAMHU.

K cmecnm  ruapoxmopuma  N-((28S,35)-2-((3',5'-nudropobudenmn-3-mr)MeTHa) IUuppoTHInH-3 -
win)atancyiabdonamuga (100 mr), 2-runpoxcu-2-metwinponanoBoit xkuciaotsl (32,5 mr), DIPEA (62,0 mr) u
JAM®A (1 M) npu koMmHaTHO#H Temrieparype no6asissror HATU (137 mr). Cmech niepeMenIuBaioT Mpu KOMHAT-
HOHM TeMIepaType B T€4EHHE 3 4, K pEaKIHOHHOM cMecH 00aBISIFOT BOLY M SKCTPArupyroT MOITyYECHHYIO CMECh
stunaneraToM. OpraHudecKnii CIoi MPOMBIBAIOT BOJOHM M HACHIIICHHBIM PAaCTBOPOM COJIH, CyIIAaT Haj 06e3BOx-
HBIM CyIb()aTOM MarHusi 1 KOHIIEHTPUPYIOT NPH MOHMKEHHOM JaBieHUH. OCTaTOK OYMINAIOT C MTOMOIIBIO KO-
JIOHOYHOH Xpomartorpaduy Ha cuiHKaresie (METaHOJ/ITHIIALETaT) U MePEKPUCTAIUITM30BBIBAIOT U3 CMECH JTHII-
areTaT/TeKkcaH ¢ oJydYeHueM YKa3aHHOTO B 3arojioBke coenunenus (60,0 mr).

'H IMP (300 MI', IMCO-de) & 0,99-1,33 (9H, m), 1,80-2,24 (2H, m), 2,61-3,21 (4H, m), 3,38-3,93 (3H,
m), 4,31-4,52 (1H, m), 4,95-5,37 (1H, m), 7,20 (1H, TT, J=9,3, 2,3 '), 7,30-7,54 (6H, ™), 7,65 (1H, c).

ITpumep 417.

N-((28,35)-2-((2,3'"-mudropobudenni-3-un)mernn)- 1 -(2-ruApoKCH-2 -METHIIIPOTIAHO I ) TUPPOJTUINH-3 -
win)-1-¢pTopMeraHCy b OHAMUL

A)  tper-byrnn-(2S,3S)-2-(3-6pom-2-¢pTopoensnn)-3-(((hTopmeTnin)Cynb(pOHIIT)aMHHO ) TUPPOITHIMH- | -
KapOOKCHJIaT.

K cmecu tper-0ytmn-(2S,3S)-3-amuno-2-(3-6pom-2-propOensun)mupponuant- 1 -kapookcmnata (1,24 1),
DIPEA (0,859 1) u TT'® (11 mm) nipu 0°C mobasmnsttor Gpropmerancyabpormmxiopun (0,484 r). Cmech mepeme-
MIMBAIOT PU KOMHATHON TEMIepaType B TeUCHHE | 4, 3aTeM BBUIMBAIOT B BOAY M IKCTPArHPYIOT STHIALETATOM.
Opranuyeckuii Coi HMPOMBIBAIOT BOAHBIM PAaCTBOPOM THAPOKapOOHAaTa HATPHS M HACBHIIIEHHBIM PacTBOPOM
COJHM, cymaT HaJ Oe3BOAHBIM CyNIb(hAaTOM MarHWsA M KOHLEHTPUPYIOT IPH MOHIKCHHOM AaBieHHH. OCTaToK
OYHIIAIOT C TTOMOIIBIO0 KOJIOHOYHOH Xpomatorpaduu Ha cUIMKarene (3THJIAIETAT/TeKCaH) ¢ MOJIyIeHHEM yKa-
3aHHOTO B 3aroyioBke coeauuenus (1,49 ).

MC: [N-H] 466,9.

B) N-((2S,3S)-2-(3-6pom-2-dropbensmn)nupponuani-3-un)- 1 -propmerancynsponamun K cmecn tper-
oytni-(2S,3S)-2-(3-6pom-2-¢propoenznn)-3-(((hTopMeTHIT)CyIB(HOHIIT)aMUHO ) TUPPOJIHIUH- | -kKapOOKcHIaTa
(1,48 1) u Tomyouna (16 M) mpu koMHaTHOU Temneparype nodasisitor TOVYK (16 min). CMech nepeMenmBaioT
IpY KOMHATHOW TeMmeparype B Te4eHHe | U 1 3aTeM BBIJIMBAIOT B HACHIIIEHHBIH BOIHBIN pacTBOp THAPOKapOo-
HaTa HaTpus NpU OXJIAXAECHUH Jba0M. CMech moamenadnBaioT o pH=8 ¢ momomsio kapOoHaTa Kaius U 3KCT-
parupyroT cMechio sTunanetat/TT'® (3:1). Opranwyeckuii coi MPOMBIBAIOT BOJOW M HACHIIIICHHBIM PacTBOPOM
COJHM, cymaT HajJ Oe3BOAHBIM CyNIb(hAaTOM MarHWsA M KOHLEHTPUPYIOT IPHU MOHIKCHHOM AaBieHHH. OCTaToK
OUMIIAIOT C MOMOIIBIO KOJIOHOYHOH Xpomarorpadun Ha cunukarene (NH, MeTaHon aTunanerar) ¢ moJrydeHueM
YKa3aHHOTO B 3arojioBke coenuHenus (1,09 r). MC: [M+H]" 368,9.

C) N-((28,35)-2-(3-6pom-2-¢pTopbensmn)-1-(2-ruapokcu-2-MeTUITPOTAHO W) TUPPOITHANH-3-11)- 1 -
¢dropmeTaHCcynbhoHaAMHU.

K cmecu N-((2S,3S)-2-(3-6pom-2-dropdensun)nupponuani-3-mn)-1 -propmerancynspoHamuaa (556 mr),
2-ruapoKcu-2-MeTmiponanoBoi kuciotsl (204 mr), DIPEA (389 mr) u JIM®A (10 M) npu KOMHaTHOH TeM-
neparype pobasisitor HATU (859 mr). Cmech nepemMemnBaioT Ipd KOMHAaTHOW TeMIepatype B TedeHue 3,5 d,
3aTeM pEaKkIMOHHYI0 CMECh BBUIMBAIOT B BOAHBIA PAacTBOpP TMAPOKapOOHATa HATPHUS M HKCTPArHPYIOT CMECHIO
stwnanetaT/TT'®. OpraHudeckuil cIoi MPOMBIBAIOT BOJIOM M HACHIIIICHHBIM PAacTBOPOM COJIM, CyIIAT Haj 0e3-
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BOJHBIM CYJIb()aTOM MarHusi 1 KOHIIEHTPUPYIOT MPH MOHIKEHHOM JiaBiieHUH. [loiy4eHHOe TBepaoe BEIIECTBO
cobuparoT GUIBTpanreil U IPOMBIBAIOT MPOCTHIM JTHH30IPONHIIOBEIM 3(HPOM C MOITYUYCHHEM yKa3aHHOTO B 3a-
ToJIOBKE coenuHeHus (627 mr).

MC: [M+H]" 455,0.

D) N-((2S,35)-2-((2,3"-mudropbudennn-3-mn)meTwn)- 1 -(2-ruapoKkcH-2-Me THITPOTIAHO MIT ) ITUPP OJTH TUH-3 -
nn)-1-propmerancynbdoHamu.

Cmech  N-((2S,35)-2-(3-6pom-2-propdensmn)- 1 -(2-Tuapokch-2-MeTHIIPOTTAHOWIT ) TUPPOJTATUH-3 -1 )- 1 -
¢dropmerancynshonamuaa (73 mr), (3-bropdennn)dooporoBoii kucnothl (44,9 mr), XPhos Pd G3 (6,79 mr), IM
BOJHOTO pactBopa Tpukamuidocdara (0,481 mn) nu TI'® (1,6 mi) mepememmBaioT B aTMocdepe aprona npu
70°C B Teyenue | 4. PeaknmoHHYIO cMech BBUIMBAIOT B BOJHBIM pacTBOP T'MApOKapOOHaTa HaTPHs M dKCTParu-
PYIOT MOJYyYEHHYIO CMech dTHianeraToM. OpraHudeckuii ol MpOMBIBAIOT BOIOH M HACHIIIEHHBIM PAacTBOPOM
COJIM, cymIaT HaJ OC3BOAHBIM CyNIb(pAaTOM MarHWs M KOHLEHTPUPYIOT IPHU IMOHWKEHHOM JaBieHHH. OcTaTok
OYMIIAIOT C ITOMOIIBIO KOJOHOYHOW Xpomarorpaduu Ha CHIIMKarene (3TWIAleTaT/TeKcaH) ¢ MOIyuYeHHEM yKa-
3aHHOTO B 3arOJIOBKe coeauHeHus (57,0 mr).

'H SIMP (300 MI'u, CDCl3) & 1,42 (3H, ¢), 1,43 (3H, c), 1,85-2,02 (1H, m), 2,29-2,40 (1H, m), 2,95-3,04
(1H, m), 3,13 (1H, mxn, J=14,0, 8,0 I'n), 3,62-3,88 (3H, m), 4,03-4,12 (1H, M), 4,59-4,82 (2H, m), 4,85-5,06 (2H,
M), 7,04-7,12 (1H, m), 7,17-7,25 (2H, m), 7,27-7,34 (2H, m), 7,36-7,45 (2H, m).

IIpumep 421.

N-((2S,35)-2-((3",5"-muropoudenmn-3-um)metnn)- 1 -(2-rupoKCcH-2 -METHIIITPOTIAHO WIT ) TUPPOJTH MH-3 -
nn)-1-propmerancynbdonamu.

A) tpet-bytun-(2S,3S)-2-(3-6pomoOensm)-3-(((hTopMeTHI)CYITb(HOHMIT)aMHHO ) TUPPOITHANH- | -KapOOKCHIIaT.

K cmecn tper-6yTn-(2S,3S)-3-amuHo-2-(3-6pomOeH3mn)mupponuaus-1 -kapookeunara (1,22 r), DIPEA
(0,888 1) u TT'® (12 M) mpu 0°C nobasmusror propmerancyibhonmnxiaopun (0,501 r). Cmeck nepeMennBaoT
IpY KOMHATHOH TeMreparype B TedeHHe 1,5 4, BBUIMBAIOT B BOAY M SKCTParupyror sTiiaaneratoM. Opranude-
CKHUH CJIOH MPOMBIBAIOT BOJHBIM PacTBOPOM THIpOKapOOHATa HATPUS M HACHIIICHHBIM PAcTBOPOM COJIM, CyILIaT
HaJl 0E3BOAHBIM CYIb()ATOM MarHusi 1 KOHIEHTPUPYIOT NPH MOHIKEHHOM JaBiieHHH. OCTaTOK OYHUILAIOT C TO-
MOIIBIO0 KOJIOHOYHOW Xpomarorpaduy Ha CHIIMKarelse (ITUiIAleTar/TeKcaH) ¢ IMOJydYeHHeM yKa3aHHOTO B 3aro-
noBke coequHeHus (1,46 r).

MC: [M+H-Boc]" 350,9.

B) N-((25,3S)-2-(3-6poMOeH3 W) TUPPOTUANH-3-11)- | -pTOpMETaHCYIb(POHAMUT.

K  cmecm  Tper-OyTmi-(2S,35)-2-(3-6pomben3nn)-3-(((pTopMeTHi)CyabhOHIIT ) aMUH )ITUPPOTH TN H- 1 -
kapOokcmiata (1,45 r) u Tomyona (15,5 M) mpu koMHaTHOM Temriepatype nooasisror TOVYK (15,5 mi). Cmech
MepeMEIINBaIOT MPU KOMHATHOW TeMIlepaType B T€UeHHE | 4 U 3aTeM BBUIMBAIOT B HACHIIICHHBIH BOJHBIA pac-
TBOP TMApOKapOOHaTa HAaTPHs NPU OXJIaXJIeHNH JbaoM. CMech noamenaunBaioT 10 pH=8 ¢ momomsio kap6o-
HaTa KaJlusl M 9KCTParupyroT cMechio stwianeraT/TI'®. OpraHnnueckuii ciioi MpOMBIBAIOT BOAOH W HACHILICH-
HBIM PacTBOPOM COJIM, CyIIAT Haj O€3BOJHBIM CyJIb(ATOM MarHus M KOHIEHTPUPYIOT TPH MOHMKEHHOM JIaBJie-
HUH. OCTaTOK OYHUIIAIOT C TOMOIIBIO KOJIOHOYHOI XpoMaTorpaduu Ha cuimkarene (NH, MmeraHon sTunanerar) c
TIOJTydeHHEM YKa3aHHOTO B 3aT0JI0BKe coeauHenus (693 mr). MC: [M+H]" 350,9.

C) N-((2S,35)-2-(3-6pom6en3mN)- 1 -(2-ruApOKCH-2 -METHITPOTIAHOMI ) TUPPOITHANH-3 -1 )- | -pTOpMeTaH-
cynmbhoHAMUI.

K cmecn N-((2S,35)-2-(3-6pomben3un)muppoauant-3-mn)- 1 -gropmerancynphonamumaa (692 wmr), 2-
THUAPOKCHU-2-METHIITPONIaHOBOM KUCIOTHI (267 mr), DIPEA (509 mr) u JIM®A (13 mut) mpu KOMHATHOW TeMIIe-
patype nobasnstor HATU (1,12 r). CMech iepeMenmBaroT pH KOMHATHOHN TeMIieparype B TedeHue 3,5 4, 3a-
TE€M BBUIMBAIOT B BOIHBIA PacTBOP THApPOKapOOHATA HATPHS M SKCTPArupyroT cMechio stwmanerat/TT ®. Opra-
HUYECKUH CIIOW MPOMBIBAIOT BOAOH M HACHIIIEHHBIM PAaCTBOPOM COJIM, CYIIAT HaJ 0€3BOJHBIM CYJIb()aToM Mar-
HUS U KOHIICHTPUPYIOT NPH IIOHWKEHHOM JlaBiieHHH. OCTaTOK OYMINAIOT ¢ IOMOIIBIO KOJIOHOYHOW XpoMmarorpa-
¢um Ha cunMKarese (3TUIALETAT/TeKCaH) ¢ MOTyYSeHHEM YKa3aHHOTO B 3aroJIoBKe coeinHeHus (788 mr).

MC: [M+H]" 437,0.

D) N-((2S,3S)-2-((3",5'-nucpropobudenun-3-mn)mern)- 1 -(2-ruapoKkcu-2 -MeTHIIPONaHOWIT ) TUPPOITH I H-3 -
win)-1- ¢ropmerancyiabdonamu.

Cmech  N-((2S5,3S)-2-(3-6pomben3m)- 1 -(2-ruapoKCcH-2-Me TUITPOTIAHO W ) TUPPOTHINH-3-11)- 1 - TopMe-
tancynsonamuaa (71 mr), (3,5-mudropdennn)doporoBoit kuciotsl (51,3 mr), XPhos Pd G3 (6,87 mr), IM
BOAHOTO pacTBopa Tpukamuiidocdara (0,487 mu) nu TT'D (1,6 mMa) mepeMenMBalOT B aTMocdepe aprona mpu
70°C B Teuenue 1 4. PeakmoHHYO cMeCh BBUIMBAIOT B BOJHBIA PacTBOP THApPOKapOOHATa HATPHUS M DKCTparu-
PYIOT IOJIy4eHHYIO cMech dTmaneratoM. OpraHudecKril CJI0i MPOMBIBAIOT BOJOH W HACKHIIIEHHBIM PACTBOPOM
COJIM, cymIaT HajJ OC3BOAHBIM CYNIb(pAaTOM MarHWs M KOHLEHTPUPYIOT IPH MOHWKEHHOM JaBieHHH. OCTaTok
OYMIIAIOT C ITOMOIIBIO KOJOHOYHON Xpomarorpaduu Ha CHIIMKareie (3TWIAleTaT/TeKcaH) ¢ MOIyuYeHHEM yKa-
3aHHOTO B 3arOJIOBKE coeuHeHus (41,4 mr).

'H SIMP (300 MTI'ti, CDCLy) & 1,43 (6H, yur.c), 1,83-1,99 (1H, m), 2,26-2,39 (1H, m), 2,98-3,19 (2H, m),
3,73 (3H, ymur.c), 4,03-4,13 (1H, m), 4,55-5,04 (4H, m), 6,79 (1H, T, J=8.,9, 2,3 T'm), 7,05-7,14 (2H, m), 7,31-7,51
(4H, m).
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ITpumep 423.

1-®rop-N-((28,3S)-1-(2-ruapokcu-2-metunmnponanonn)-2-((2,3",5"-rpudropoudenun-3-nr)MeTH ) muppo-
JUIAH-3 -1 )MeTaHCyIb(hoHaMU I,

Cmech  N-((2S,35)-2-(3-6pom-2-pTopbensmn)- 1 -(2-TuapoKch-2-MeTHIIIPOTTAHOWIT ) THPPOTATUH-3 -1 )- | -
¢dropmerancynshonamuaa (73 mr), (3,5-mudropdenmn)ooponosoit kuciots! (50,6 mr), XPhos Pd G3 (6,79 mr),
IM BomHOTO pactBopa Tpukanuiidocdara (0,481 M) u TT'D (1,6 M) mepemMemmBarOT B aTMocdepe aprona npu
70°C B Teuenue 1 4. PeakoHHyIO cMeCh BBUTMBAIOT B BOJHBIA PacTBOP THApOKapOOHATa HATPHUS M dKCTparu-
PYIOT IOJIy4eHHYIO cMech dTmaneraroM. OpraHudecKril CJI0i MPOMBIBAIOT BOJOH W HACKHIIIEHHBIM PaCTBOPOM
COJIM, CymaT Haja OCe3BOJHBIM CYIb()aTOM MarHus W KOHIICHTPHPYIOT IPHU MOHIKEHHOM aaBicHHUU. OCTaTok
OYUINAIOT C TOMOIIBIO KOJIOHOYHOW Xpomarorpaduy Ha CHIMKareie (ITHIIALCTAT/TeKCaH) ¢ MOTYYCHUEM yKa-
3aHHOTO B 3aTOJIOBKE coenHeHus (44,4 mr).

'H SIMP (300 MI'u, CDCl3) & 1,41 (3H, ¢), 1,43 (3H, c), 1,89-2,03 (1H, m), 2,30-2,41 (1H, m), 2,93-3,01
(1H, m), 3,12 (1H, mn, J=14,0, 7,6 '), 3,63-3,83 (3H, m), 4,02-4,13 (1H, m), 4,65-4,86 (2H, m), 4,87-5,08 (2H,
m), 6,82 (1H, 1T, J=8,9, 2,5 I'n), 7,01-7,10 (2H, m), 7,21 (1H, 1, J=7,6 '), 7,27-7,32 (1H, m), 7,41-7,48 (1H, m).

ITpumep 424.

1,1-Indrop-N-((2S,3S)-1-(2-runpoxcu-2-mermnmnponanonn )-2-((2,3",5"-tpudropoudennn-3-
WT)METHI ) TAPPOJTUINH-3 WIT)METaHCYTh(HOHAMUI.

A) Tper-byTtmn-(28S,3S)-2-(3-6pomM-2-propoen3nn)-3-(((mudropmeTrin)cynbHOHNT)aMHUHO ) TUPPOTHINAH- 1 -
KapOOKCHIIaT.

K cmecu tper-0ytnn-(2S,3S)-3-amuno-2-(3-6pom-2-propOensun)mupponuant- 1 -kapookcmnata (1,33 1),
2,6-mu-tper-oyTmmmupuanaa (1,50 v) u TT'® (11 M) npu -78°C mobaBinstoT 1udTOpMETaHCYTh(HOHIIXIOPH]T
(1,07 r). Cmech nepememuBarot rpu 0°C B Teuenue 1 4, 3aTeM BBUIMBAIOT B BOJY M OKCTParupyloT dTHIIALECTa-
ToM. OpraHHYEeCKUi CIOW MPOMBIBAIOT BOJIHBIM PaCTBOPOM THIPOKapOOHATA HATPHS M HACBIIICHHBIM PacTBO-
poM couy, cymaT HajJl 0e3BOHBIM CYJIb(aTOM MarHHUs W KOHIICHTPUPYIOT MPU MOHKEHHOM AaBieHud. OcTaTok
OYUINAIOT C TOMOIIBIO KOJIOHOYHOW Xpomarorpaduu Ha CHIMKareie (ITHIIALCTAT/TeKCaH) ¢ MOJYYCHUEM yKa-
3aHHOTO B 3ar0JIOBKE coeAnHEHUS (955 mr).

MC: [N-H] 484,9.

B) N-((25,3S)-2-(3-6pom-2-dTopOeH3WIT) TUPPOTUANH-3-11)- 1, | -mrud TopMeTaHC Y IH(hOHAMHET

K cmecn Tper-0ytnn-(2S,3S)-2-(3-6pom-2-propoenzun)-3-(((mudropMeTHT)Cyb(OHIIT )aMIHO ) TUPPOITHTHH-
1-kap6okcunata (949 mr) u tomyona (10,2 mi) mpu KOMHaTHOM Temmeparype aobasisitor TOVYK (10,2 mi).
CMech IepeMennBaoT P KOMHATHOM TeMIiepatype B TedeHue | 9 U 3aTeM BBUTMBAIOT B HACHIIIIEHHBIH BOIHBIN
pacTBop rumpokapOoOHaTa HATPHUS MPH OXJIAXKICHUHU Jha0M. CMech moamenaynBaoT 10 pH=8 ¢ momomrsio kxap-
OOHaTa Kallusl U OKCTParupyroT cMechio dTmaneTar/ TT'®. Opranudeckuii Coi MPOMBIBAIOT BOJIOW M HACHITIICH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OC3BOJIHBIM CyIb(aToOM MarHus U KOHICHTPUPYIOT MPU MOHMKCHHOM JIaBje-
HUK. OCTaTOK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOW XpoMaTtorpaduu Ha cunukarene (NH, metanon/sTinanerar) ¢
MOJIY4YEeHUEM YKa3aHHOTO B 3aT0JIOBKE coeuHeHus (643 mr).

MC: [M+H]" 386,9.

O) N-((2S,35)-2-(3-6pom-2-ropben3ni)- 1-(2-ruaApoKCH-2-Me THIIPOTIAHO M ) TP posTuAnH-3-1i)-1, 1 -
I TopMETaHCYITH(HOHAMII.

K cmecu N-((25,35)-2-(3-6pom-2-hTropOeH3m ) nuppoiuaus-3-wun)- 1,1 -mudropmerancynbhonamuna (639 mr),
2-TUJPOKCH-2-METHIIPOITIaHOBOH KucioThl (223 mr), DIPEA (427 mr) u IM®A (11 M) nmpu KOMHATHO#H TeM-
neparype ao6asisror HATU (941 mr). CMmech mepeMemmunBaroT Py KOMHATHOW TeMIlepaTtype B TeueHue 3,5 9,
3aTeM BBUIMBAIOT B BOJHBIN PacTBOP THAPOKAPOOHATA HATPHUSA U IKCTPArupyroT cMechbio atunanerat/TI'®. Op-
TAaHWYECKHUHA CIIO MPOMBIBAIOT BOJOW M HACHIIICHHBIM PAcTBOPOM COJIM, CyIIaT HajJ Oe3BOTHBIM Cyib(arom
MAarHus ¥ KOHIICHTPUPYIOT MPH MOHWKCHHOM JaBlieHHH. OCTaTOK OYHIIAIOT C TOMOIIBIO KOIOHOYHOW XPOMATO-
rpaduu Ha CHIHKarenie (3THIANCTAT/TEKCaH) ¢ OJIYYCHHUEM YKa3aHHOTO B 3arojioBke coenuHenus (702 mr).

MC: [M+H]" 473,0.

D) 1,1-dudrop-N-((2S,3S)-1-(2-runpokcu-2-metrmponanonn)-2-((2,3",5"-rpudropoudern-3-mi)MeTun) mmp-
PpOIMAMH-3-WI)METaHCYIb(OHAMU.

Cmecp N-((28,3S)-2-(3-0pom-2-pTopden3wn)- 1 -(2-runpoKkcu-2 -MeTHIPONaHO I ) TUPPOIUANH-3-1i)- 1, 1 -
nmudropmerancynbhoramuaa (76 mr), (3,5-mudropdenmn)dooponosoit kuciotsl (50,7 mr), XPhos Pd G3 (6,80
Mmr), 1M BomHOTO pacTtBopa Tpukammiigocdara (0,482 mn) u TT'D (1,6 M) mepememmBaroT B aTMochepe aprona
mpu 70°C B TeueHue 1 4. PeakimmoHHYI0 cMeCh BEUTMBAIOT B BOJHBIN pacTBOP THIPOKapOOHATA HATPHUS U DKCTpa-
THPYIOT MOJYYCHHYIO CMECh ATmianeTaTtoM. OpraHmdecKuil cIoif IpOMBIBAIOT BOJOH M HACBHIIICHHBIM PacTBO-
POM coJH, CymaT HajJ 0e3BOIHBIM CyIb(aTOM MarHUA U KOHIEHTPUPYIOT IPH IIOHIDKEHHOM JaBiIeHHH. OCTaToK
OYUINAIOT C TOMOIIBIO KOJIOHOYHOW Xpomarorpaduu Ha CHIMKareie (ITHIIALCTAT/TEKCaH) C MOJYYCHUEM yKa-
3aHHOTO B 3aTOJIOBKE coenHeHus (63,6 Mr).

'H SIMP (300 MI'u, CDCl3) & 1,42 (3H, ¢), 1,43 (3H, c), 1,88-2,03 (1H, m), 2,36-2,42 (1H, m), 2,94-3,02
(1H, m), 3,13 (1H, an, J=14,0, 7,8 '), 3,64-3,80 (3H, m), 4,11-4,22 (1H, m), 4,75 (1H, ymr.c), 5,10 (1H, yurc),
6,04 (1H, T, J=54,0 I'y), 6,83 (1H, 1, J=8,9, 2,3 I'nm), 7,01-7,09 (2H, m), 7,21 (1H, T, J=7,6 'n), 7,26-7,32 (1H,
m), 7,43 (1H, T, J=6,4 I'ny).
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ITpumep 428.

N-((28,3S)-2~((3'-xmnop-2,5'-mudropondenmn-3-um)mMeTnn)- 1 -(2-ruipoKcH-2 -MeTHIIIPOTIaHOWIT ) TUPPOIIAINH-3 -
WI)METaHCyTb(HOHAMUI.

A) T'mapoxmopun N-((2S,3S)-2-(3-6poM-2-hTopOeH3 1N ) TUP POTUIUH-3 -HIT)METAaHC YT (HOHAMUI.

K  Tper-0ytmn-(25,3S)-2-(3-((6pom-2-dpTopben3un)-3-((MeTUICYIbPOHMUIT)aMUHO ) ITUPPOTUINH- | -
KapOokcmiaTy (5 T) Ipu KOMHATHOH TemrmepaTtype no0aBisitoT 4M pacTBOp COJITHOM KHCIOTHI B dTHIIAIETATE
(22,2 mi). Cmech mepeMenmBaOT MPU KOMHATHOW TeMmIepaTtype B TedeHue 10 9 U 3aTeM KOHIICHTPUPYIOT MPH
MOHIKEHHOM JaBJieHHH. [loirydeHHOe TBEpI0€ BEIMIECTBO MPOMBIBAIOT MPOCTHIM JHH30IIPONIIOBEIM 3(DUPOM ¢
MOJIy4YEeHHEM YKa3aHHOIO B 3aroyioBKke coenuHenusd (4,11 r).

MC: [M+H]" 351,1.

B) N-((28,35)-2-(3-6pom-2-hropben3ni)- 1 -(2-ruapoKCH-2-MEe THIIPOTIaHO M ) TP POJIU AN H-3 - 1T )METaH-
cynb(hOHAMHUII.

K cmecn ruppoxmopuna N-((2S,3S)-2-(3-0pom-2-hpTopOeH3un)muppouanH-3-1mi)MeTaHCyIb(hoHaMH A
(4,11 1), 2-runpoxcu-2-mMerunnponanoBoit kuciotsl (1,32 r) u IM®PA (40 mu) mpu KOMHATHOH TeMmeparype
nobasmnsitor HATU (4,84 1) u TEA (4,29 1). CMech nepeMemunBaioT B TeUeHNUE HOUM MPU KOMHATHON TeMIiepa-
Type, 3aTeM K PEaKIIMOHHON cMecH J0OaBISIOT HACHIIIICHHBIN BOAHBIA PacTBOpP rHApoKapOOHaTa HATPHUSA U IKCT-
ParupyroT NOIY4YeHHYIO CMech dTiarneraToM. OpraHudecKuid CIoH OTIENSIOT, IPOMBIBAIOT BOJOW M HACKHIIICH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OE3BOIHBIM CyIh()AaTOM MarHus ¥ KOHIEHTPUPYIOT IPH MOHKEHHOM JIaBje-
HUU. OCTaTOK OYHIIAIOT C TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha CHINKarese (3TUIAIeTaT/TeKcat) ¢ TOoy-
YeHHEeM YKa3aHHOTO B 3arojioBke coequHerus (3,30 r).

MC: [M+H]" 437,2.

C)  N-((2S,35)-2~((3"-xnop-2,5'-mudropondennn-3-mi)MeTri)- 1 -(2-THAPOKCH-2 -ME THIIPOTIAHOMII ) TUP-
PpOIMAMH-3-WI)MeTaHCYTb(OHAMUI.

Cmecp  N-((285,35)-2-(3-0pom-2-¢propOen3mn)-1-(2-ruspokcu-2-MeTHINPOTaHO I ) TUPPOTHANH-3 -
wn)Metancynbdonamuga (70 mr), (3 xuop-5-¢propdenmn)ooponosoit kuciaorsl (41,9 mr), XPhos Pd G3
(4,06 mr), 1M BogHoro pactBopa Tpukammidocdara (0,480 mun) u TT'D (2 mi) nmepememmaroT npu 70°C B
TeyeHne | 4. PeaknMoHHYI0 CMECh OYMIIAIOT C IMOMOIILI0 KOJOHOYHON xpomaTtorpadum Ha cuimkarene (NH,
JTWIANETAT/TeKCaH), a 3aTeM ouyumamT ¢ nmomombsio BOXX (C18, mogsuxHas (asza: Boma/aneTroHUTpua (co-
nepxamtuii 0,1% TOVYK)). K nonyaenHolt ppakmun 100aBIsSIOT HACKIIIEHHBIN BOJHBIN pacTBOP THAPOKapOOHa-
Ta HATPHSI U SKCTPATUPYIOT NOIYICHHYIO CMECh dTHIaneTaTtoM. OpraHndecKuii CI0i MPOMBIBAIOT HACHIIIICHHBIM
PacTBOPOM COJIH, CymaT HaJx 0e3BOAHBIM CyNb()aTOM MarHUS M KOHLIEHTPUPYIOT IPU ITOHMKCHHOM JaBJICHHUU C
MOJIyY€HHUEM YKa3aHHOTO B 3aroyioBke coeanHenus (19 mr).

'H SIMP (400 MT'ry, IMCO-de) & 1,01-1,27 (6H, m), 1,96-2,06 (1H, m), 2,08-2,25 (1H, m), 2,55-2,73 (1H,
M), 2,91 (3H, ¢), 2,95-3,12 (1H, m), 3,42-3,98 (3H, m), 4,56-4,71 (1H, m), 4,92-5,39 (1H, m), 7,05-7,20 (1H, m),
7,29-7,53 (6H, m).

ITpumep 431.

N-((285,35)-2-((3'-xnop-2-propobudenun-3-mr)merun)- 1 -(2-ruapoKrcu-2 -MeTHIPONaHO W ) TUPPOITH U H-3 -
WIT)3TaHCyIb(QoHaAMHU .

A) T'mapoxmopun N-((2S,3S)-2-(3-6pomM-2-hTopOeH3 U ) TP pOTUANH-3 -1 )dTaHCYTH(HOHAMUIA.

K TpeT-0yTni-(2S,3S)-2-(3-6pom-2-propoen3ni)-3-((3TUIACYIbPOHNIT)aMUHO ) TUPPOTUINH- 1 -
kapOokcuiaTy (847 MT)IIpu KOMHATHOM TeMriepaType T00aBisioT 4M pacTBOp COJITHOM KUCJIOTHI B dTHIIAIIETATE
(8 mum). CMech mepeMeImBaroT P KOMHATHON TeMIleparype B TeueHrne | 4 u 3aTeM KOHIICHTPUPYIOT MPH TO-
HIDKEHHOM AaBiieHHH. [lomydeHHOe TBepJ0e BEIIeCTBO MPOMBIBAIOT ATHIIAIIETATOM C ITOJIyUYeHHEM YKa3aHHOTO B
3aroJIoBKe coennHeHus (527 Mmr).

MC: [M+H]" 364,9.

B) N-((25,3S)-2-(3-6pom-2-dpropbenzuin)- 1 -(2-THAPOKCH-2 -METHIIITPOIAHOMIT) TUPPOITUIHH-3 -IT )3 TAHCYTb-
dhonamu.

K cmecu rugpoxnopuna N-((25,3S)-2-(3-6pom-2-hTopOeH3MIT) TUPpOTHIUH-3 -1 )3TaHCcynbdonamuaa (727
MT), 2-THIPOKCH-2-METHINPONaHOBOH KUCIOTHI (227 Mr) u IM®A (5 mun)npu KOMHATHOH TemIiepaType 100aB-
nsitoT HATU (1,03 1) u TEA (549 mr). CMmech nepeMenuBaroT Ipy KOMHATHOM TemIepaType B TeueHue 2 4, 3a-
TEM K PEaKIIMOHHOW CMeCH AOOaBISAIOT HACHIIICHHBIN BOJHBIA pacTBOP THAPOKapOOHATa HATPHUS M KCTPArupy-
0T TOJYYCHHYIO CMech dTminareratoM. OpraHudeckdil CIOW OTHEISIIOT, MPOMBIBAIOT BOJOW M HACHIIICHHBIM
PacTBOpOM COJIH, CymiaT Haj 0€3BOJHBIM CyIh(PAaTOM MarHHWS W KOHLIEHTPUPYIOT IIPH MOHMKCHHOM JaBICHUH.
OcCTaToOK OYHUIIAIOT C IIOMOINBIO KOJIOHOYHOM XpoMaTorpaduu Ha CHIIMKareie (dTHIAETaT/TeKCaH) ¢ MOTyICHH-
€M yKa3aHHOTO B 3aroJIOBKe coerHeHus (569 mr).

MC: [M+H]" 451,0.

C) N-((2S,35)-2-((3'-xnop-2-¢hropordenm-3-ummeTnn)- 1 -(2-ruipokcH-2-MeTHIIIPOTIaHOWIT ) TUPPOIIAINH-3 -
WIT)3TaHCyIb(QoHAMHU.

Cmecp  N-((285,35)-2-(3-0pom-2-¢propOen3un)-1-(2-ruspokcu-2-MeTHINPOTaHO I ) TUPPOTHANH-3 -
wi)atancyiabponamuna (60 mr), (3- xmopdenun)dopororoit kucaotsl (31,2 mr), XPhos Pd G3 (3,38 mr), IM
BOJIHOTO pacTBopa Tpukamuidocdara (0,399 mur) u TT'D (2 M) nepememmBarot npu 70°C B Teuenue 1 4. Peak-
IIMOHHYIO CMECh OYHINAIOT C MIOMOIIBI0 KOJIOHOYHOW XpomaTtorpadun Ha cunnkarene (NH, sTunanerar/rekcan),
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a 3areM oummiaror ¢ momompio BOXX (C18, monemxkHas (asa: Boma/ameroHutpun (comepxkammii 0,1%
T®VYK)). K nomydenHo# ppakiyun 100aBiIsIOT HACHIIIEHHBIH BOJAHBINA PacTBOp TMApPOKapOOHaTa HATPHS U DKCT-
parupyroT MOMyYeHHYIO0 CMeCh ATminaneTatoM. OpraHMdecKui 10 MPOMBIBAIOT HACKHIIIEHHBIM PAacCTBOPOM CO-
JIH, CyIIaT HajJ Oe3BOIHBIM CyNb()aTOM MarHus W KOHLUEHTPUPYIOT IPH MOHIDKCHHOM JABJICHUH C IOIyYeHUEM
YKa3aHHOTO B 3aroJIOBKE coenHeHUs (38 Mr).

'H SIMP (400 MT'u, IMCO-de) & 1,03-1,17 (6H, m), 1,18-1,23 (3H, M), 1,99-2,23 (2H, m), 2,54-2,67 (1H,
M), 2,95 -3,11 (3H, m), 3,62-3,83 (2H, m), 3,84-3,98 (1H, m), 4,53-4,73 (1H, m), 4,89-5,04 (1H, m), 7,07-7,17
(1H, m), 7,26-7,39 (2H, m), 7,41-7,52 (4H, m), 7,54-7,62 (1H, m).

ITpumep 435.

N-((2S,3S)-1-(2-ruapokcu-2-metuipornanomn)-2-((2,3',5'-rpudropoud eHumn-3 -mn)MeTHIT ) TUPPOTU TUH-3 -
WIT)3TaHCyIb(QoHAMHUT.

Cmecp  N-((2S,3S)-2-(3-6pom-2-dpropbensmn)-1-(2-ruapokcu-2-MeTHIIIPOTaHO I ) TUPPOTHINH-3 -
wi)atancyiabporamuna (70 mr), (3,5-mudropdhenun)doporosoii kucioTsl (36,7 mr), XPhos Pd G3 (3,94 mr), IM
BOJHOTO pacTBopa Tpukanuiipocdara (0,465 mi) u TT'® (3 mi) nepememmBaror npu 70°C B Teuenue 1,5 u. Pe-
aKIMOHHYIO CMECh PACHPENeSIIOT MEXIY dTHIALETaTOM M BOJOW M DKCTPArHpyIOT MOJYYEHHYIO CMECh JTHII-
arieratoM. OpraHUYecKuid CI0H MPOMBIBAIOT BOJHBIM PACTBOPOM THIpOKapOOHATa HATPHS W HACHIIIEHHBIM pac-
TBOPOM COJIH, CyIIaT HaJx O0e3BOAHBIM CYIb(PaTOM MarHus W KOHICHTPHPYIOT NP MOHWKEHHOM aaBieHuu. Oc-
TAaTOK OYHIIAIOT C MOMOINBIO KOJOHOYHOW XpomaTorpadun Ha cunmkarene (NH, meranon/>tunanerar). IToy-
YEHHBIH TBEPHBIA MPOIYKT NMEPEKPUCTAIIIN3OBBIBAIOT U3 CMECH 3THIIAIICTAT/TEKCAH/BO/Ia C MOTyYCHUEM yKa3aH-
HOTO B 3ar0JIOBKE COeAMHEHUS (65,9 MT).

'H SIMP (400 MI'u, CDCLy) & 1,24 (3H, t, J=7,3 T'n), 1,39 (3H, ¢), 1,41 (3H, ¢), 1,87-2,01 (1H, m), 2,28-
2,43 (1H, m), 2,79-2,98 (3H, m), 3,05-3,18 (1H, m), 3,68 (2H, ym.c), 3,83 (1H, ym.c), 3,90-4,05 (1H, M), 4,50-
4,63 (1H, m), 4,75 (1H, ym.c), 6,74-6,90 (1H, m), 6,98-7,11 (2H, m), 7,14-7,22 (1H, m), 7,24-7,32 (1H, m), 7,36-
7,47 (1H, m).

ITpumep 437.

N-((28,3S)-2~((3'-xnop-2,5'"-mudropondenmn-3-um)mMeTnn)- 1 -(2-ruipoKcH-2 -MeTUIIIPOTIaHOWIT ) TUP PO INH- 3 -
WIT)3TaHCyIb(QoHaAMHUT.

Cmecp  N-((285,35)-2-(3-0pom-2-¢propOen3un)-1-(2-ruspokcu-2-MeTHINPOTaHO I ) TUPPOTHINH-3 -
nn)atancynbporamuna (70 mr), (3- xaop-5-dpTopdenmn)ooporoBoit kuciots (40,6 mr), XPhos Pd G3 (3,94 mr),
IM BomHoTO pacTtBopa Tpukamuiipocdara (0,465 mu) u TT'® (3 M) nepememuBaroT pu 70°C B Teuenue 2,5 4.
PeakunoHHYI0 CMeCh paclpeesioT MeXy STHIAIICTaATOM W BOJOH M SKCTParupyroT HOITYIEHHYIO CMECh THII-
arieratoM. OpraHYecKui CI0H MPOMBIBAIOT BOJHBIM PACTBOPOM THIpOKapOOHATa HATPHSA W HACHIIIEHHBIM pac-
TBOPOM COJIH, CyIIaT HaJ O0e3BOAHBIM CYIb()aTOM MarHus W KOHICHTPHPYIOT NP MOHWKEHHOM aaBieHnu. Oc-
TATOK OYHIIAIOT C IMOMOINBIO KOJOHOYHOW Xpomatorpadun Ha cunmkarene (NH, meranon/>tunanerar). IToiry-
YEeHHOE TBEPJOE BEIIECTBO ITEPEKPUCTAIUIM30BBIBAIOT U3 CMECH JTHJIALETaT/TeKCaH/BoIa C TOJyYeHUEM yKa3aH-
HOTO B 3aroyioBke coeauHeHus (10 mr).

'H SIMP (400 MI'u, CDCL3) & 1,24 (3H, 1, J=6,8 T'm), 1,40 (3H, c), 1,41 (3H, ym.c), 1,82-2,04 (1H, m),
2,25-2,44 (1H, m), 2,77-3,01 (3H, m), 3,05-3,23 (1H, m), 3,68 (2H, ym.c), 3,81 (1H, ym.c), 3,90-4,08 (1H, m),
4,39-4,58 (1H, m), 4,75 (1H, yur.c), 7,04-7,22 (3H, m), 7,23-7,35 (2H, m), 7,37-7,47 (1H, m).

ITpumep 439.

N-((285,35)-1-(2-rugpoxcu-2-metrnnponanomn)-2-((2,3',5'-tpudropoudeHn-3-un)MeTHI) TUpPOIUAUH-3 -
Y1) IAKJIOTIPOTIAHC Y Tb(OHAMHT.

A) Ttper-bytnn-(2S,3S)-2-(3-6pom-2-pTopoen3mn)-3-((MUKIOTPONWICYIb(GOHMIT) aMUH)ITUPPOTHINH-1 -
KapOOKCHIIaT.

K cmecu tpet-0yTnin-(2S,3S)-3-amuHo-2-(3-6pom-2-hropOoeH3nn)mupponuani- 1 -kapbokcunara (1 r), TEA
(0,542 ), DMAP (0,327 r) u TT'® (10 mi1) mpu KOMHATHOW TeMItepaType J0O0ABJISIOT IUKIONPONAHCYITb(HOHIMII-
xyopun (0,753 r). Cmech nepememuBaioT pu 50°C B Teuenne 3,5 9 U 3aTeM K PEaKIMOHHOW CMECH JT0OaBIISIOT
sTmnaneraT. HepacTBoprMoe BemiecTBO yAAIAIOT GUIbTpanued N GUILTPAT KOHIEHTPUPYIOT NPU TOHMKXEHHOM
naBieHnH. OCTaTOK OYMILNAIOT C ITOMOIIBIO KOJIOHOYHOM XpoMmartorpaduu Ha cuiimkarelse (3THIaneTaT/TeKcan) ¢
MOJIyY€HHUEM YKa3aHHOTO B 3aroyioBke coeaunnenus (1,2 r).

MC: [M+H-Boc]"377,1.

B) T'mapoxnopun N-((25,3S)-2-(3-6poM-2-hTopOSH3UIT ) TUPPOITUIUH- 3 -HJT) TUKJIOTIPOIIAHCYIb(OHAMHA.

K tper-6yrun-(2S,3S)-2-(3-6pom-2-¢pTopoen3nin)-3-((HMKIONpOnHiICy TP OHIIT)aMHHO ) TUPPOITHIMH- 1 -
kapOokcuiaTy (722 Mr) mpu KOMHATHOHM Temmepatype n00aBisioT 4M pacTBOp COJITHOM KHUCIOTHI B dTHIIAIETa-
te (7,56 mir). CMech nepeMenmnBaioT P KOMHATHON TEMIIEpaType B TEUEHHUE 2 9 1 3aTeM KOHIIEHTPHUPYIOT TIPH
TOHM)KEHHOM JaBieHUH. OCTaTOK MPOMBIBAIOT AUU3OIPONMIOBEIM 3(PHPOM C MOTYICHHEM YKa3aHHOTO B 3aro-
noBke coequHeHus (617 mr).

MC: [M+H]" 377,1.

O) N-((28S,3S)-2-(3-6pom-2-propOeH3mn)-1-(2-ruapoKcu-2-Me TUITPOTIaHO I ) TUPPOTUANH-3 -
WJT)IMKJIOTIPONaHC Y Ib(hOHAMHU .

K cmecn rugpoxnopuna N-((2S,3S)-2-(3-6pomM-2-(TopOeH3IT) TUPPOITHIMH-3 - 1T ) TUKJIOPONaHCYIb(OHa-
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muza (607 mr), 2-ruapokcu-2-MeTHinponanoBoi kuciotsl (183 mr) u JIM®PA (10 mir) mpu KOMHATHOH TemIte-
parype nob6asmstor HATU (837 mr) u TEA (445 mr). CMech nepeMennBaOT MU KOMHATHOH TeMIiepaType B
TeYeHue 2 4, 3aTeM K PEaKIMOHHOW CMECH JTOOABIISIOT HACKHIIICHHBIA BOJAHBINH pacTBOp OuMkapOoHaTa HATPHS U
9KCTPArkupyroT MOIyYSHHYIO CMeCh 3THiIaneTaToM. OpraHndecKui ClIoi OTACINAIOT, IPOMBIBAIOT BOJOI U HACHI-
IIEHHBIM PAcTBOPOM COJIH, CyIIAaT HaJ OE3BOAHBIM CyIb()aToM MarHusi ¥ KOHIECHTPUPYIOT NPH MOHM)KEHHOM
naBiaeHnr. OCTaTOK OYMINAIOT ¢ TIOMOIIBIO KOJIOHOYHOW XpoMaTorpaduu Ha CUIMKarese (dTHIANETaT/TeKCaH) ¢
MOJTy9€HHUEM YKa3aHHOTO B 3ar0JIOBKE COeTUHEHNs (527 Mmr).

MC: [M+H]" 463,1.

D) N-((2S,35)-1-(2-runpokcu-2-mernimponanonn)-2-((2,3',5'-rprudTopOrdeHu-3 -1 )ME THIT ) TUPPOITU HH-3 -
WJT)[IUKJIOTIPOTIaHCY I (OHAMM/.

Cmecp  N-((285,35)-2-(3-0pom-2-¢propOen3un)-1-(2-ruspokcu-2-MeTHIPOTaHO I ) TUPPOTHANH-3 -
wi)ukionponancyinbonamuna (73,3 wmr), (3,5-mudropdenmn)dooponosoii kucnotel (37,5 mr), XPhos Pd G3
(4,02 mr), 1M BoxmHOTrO pactBopa Tpukanuiidocpara (0,475 mn) u TI'®D (3 mi) nepememmsatot npu 70°C B Te-
yenue 1,5 4. PeakIMOHHYI0 cMeCh paclpeAeisioT MEeX Ty STHIALEeTaTOM M BOJOH U 3KCTPAarupyroT MOJIy4YECHHYIO
cMech aTrnaneTatoM. OpraHuYecKHi CIoN MPOMBIBAIOT BOJHBIM PAacTBOPOM THMAPOKapOOHATa HATPHUS M HACHI-
IIEHHBIM PAcTBOPOM COJIH, CyIIAaT HaJ OE3BOAHBIM CyIb()aToOM MarHusi M KOHIECHTPUPYIOT NPH MOHM)KEHHOM
JapneHnH. OCTAaTOK OYMINAIOT C IOMOIIBIO KOJOHOYHOW xpomatorpadum Ha cuimkarene (NH, stumane-
TaT/TeKCaH) ¢ OJyYEeHHEM YKa3aHHOTO B 3aroJioBKe coenHeHus (35,8 mr).

'H SIMP (400 MI', CDCl3) & 0,83-0,98 (2H, m), 1,10 (2H, ymr.c), 1,38 (3H, ymr.c), 1,40 (3H, ymr.c), 1,93-
2,14 (2H, m), 2,25-2,45 (1H, m), 2,80-2,99 (1H, m), 3,05-3,23 (1H, ™), 3,71 (2H, ym.c), 3,86 (1H, ym.c), 3,95-
4,06 (1H, m), 4,78 (1H, yur.c), 4,96 (1H, 1, J=7,1 I'n), 6,81 (1H, T, J=8,4 T'n), 6,99-7,11 (2H, m), 7,12-7,20 (1H,
m), 7,22-7,31 (1H, m), 7,40 (1H, ym.c),

ITpumep 362.

N-((28,35)-1-(azeTuaun- 1 -unxapoonmn)-2-((3',5"- audTopOord eHu-3 -1IT) ME THIT ) TP POJIU AU H-3 -HJT ) I TaH-
cynb(hOHAMHUII.

A) (28,3S)-2-((3",5'-nudTop[ondennn]-3-mr)meTi)-3-((3TUICYIHHOHNIT )aMIHO ) TUPPOTUANH- 1 -
KapOOHHIIXJIOPHI.

K cmecu  rmapoxmopuma  N-((2S,35)-2-((3',5'-mudTopOudeHn-3 -1ir) METHIT ) TUPPOJTHIUH-3 -
wn)stancynbponamuna (1,0 1), DIPEA (0,620 1) w TI'® (30 ™) mpu 0°C gobGaBisioT
ouc(tpuxaopmetrn)kapoonat (0,569 r) B TT'® (5 mur). Tlocne mepememmBanus npu 0°C B Teuenne 10 MuH
CMECh HAarpeBaroT 0 KOMHATHOM TEMIIepaTyphbl U MepeMeIInBatoT B TeueHue 3 4. CMech KOHIIGHTPHPYIOT B Ba-
KyyMme. OCTaTOK pPacTHPaIOT ¢ ATUIALETATOM M YAAISIOT HepacTBOPUMOE BelllecTBO (uibTparpeil. dunpTpar
KOHIEHTPUPYIOT B BakyyMe. OCTaTOK OYHILAIOT C TIOMOIIIBIO KOJIOHOYHON Xpomarorpaduu Ha CUiukareine (3Th-
JaneTaT/TeKcaH) ¢ MOJIydeHHEM YKa3aHHOTO B 3aroioBke coequnaeHus (1,06 ).

MC: [N-H] 441,2.

B) N-((2S,3S)-1-(azerngun-1-nnkapoonun)-2-(3',5"-nudTopOoud eHNI-3 -NIT)METHI ) TUPPOTHIUH-3 -
WIT)3TaHCyIb(QoHAMHUT.

K comecn (28,35)-2-((3',5'-mudrop[oudennn]-3-mm)merni)-3-((3THIACYIB(HOHIIT)aMHHO ) TUPPOITU IHH- 1 -
kapoonmixiopuaa (500 mr), azerrauna (129 mr) u TT'® (10 M) mpu KOMHATHOH TemmepaType n06asnsaoTr TEA
(343 mr). CMech mepeMenmBarOT Mpu KOMHATHON TeMIiepaType B TedeHue 3 4, 3aTeM pazdasisior TI'D u yna-
JSIFOT HEPAaCTBOPUMOE BellecTBO (uibTpaieil. OUibTpaT KOHLUEHTPUPYIOT B Bakyyme. OCTaTOK OYHINAIOT C
TTOMOIIBIO0 KOJIOHOYHOUW XpoMaTorpaduul Ha CHIMKarese (METaHOJ/3THUIAIETAT) U TIePEKPUCTALTU3OBLIBAIOT U3
CMECH JTUJIANETAT/TeKCaH C MOJTYyICHHEeM YKa3aHHOTO B 3arojioBke coeauHenus (380 mr).

'H SIMP (300 MI'u, CDCl3) & 1,18-1,28 (3H, m), 1,75-1,90 (1H, m), 2,08-2,25 (3H, m), 2,81-2,99 (3H, M),
3,16 (1H, nn, J=14,0, 4,9 T'n), 3,26-3,43 (2H, m), 3,80-4,08 (5H, m), 4,36 (1H, x, J=8,7 I'n), 4,43-4,53 (1H, m),
6,78 (1H, t1, J=8,9, 2,3 I'n), 7,07-7,17 (2H, m), 7,31-7,43 (3H, m), 7,46-7,50 (1H, m).

ITpumep 372.

N-((28,35)-1-(azeruaun- 1 -unxapoonmnn)-2-((2,3'-aud TopordeHn-3-mr)MeTHI ) TP POTUANH-3 - 1T )3 TaH-
cynb(hOHAMHUII.

AzerunuH (244 Mr) 100aBisIOT K epemermBaeMoit cmecu (25,3S)-2-(2,3"-nudropondennin-3-mn)MeTrn)-
3-((aTrcypdonmT)aMuHO Jupponuani- 1 -kapooHuxinopuna (632 mr) u TI'® (6 mi) nmpu KOMHATHOH TeMmrie-
parype. Ilocie nepememuBanus B TeueHne 30 MUH pPeakIMOHHYIO CMECh KOHIIGHTPUPYIOT B BakyyMme. OcTaTtok
pa30aBISIOT ATUIIAIIETATOM, TPOMBIBAIOT HACHIIIEHHBIM PACTBOPOM COJIH, CyIIAaT Haj OE3BOAHBIM CyJb(aTom
Hatpusi, QUIBTPYIOT U KOHIIEHTPUPYIOT B BakyyMe. [lomydeHHOE TBep/ioe BEIIECTBO KPHCTAJUIU3YIOT U3 CMECH
JTUIIANIETAT/ITAHOJ € TOJIyYeHUEM yKa3aHHOTO B 3aroJIOBKe coeanHeHus (416 mr).

'H SIMP (400 MI'n, CDCls) & 1,23 (3H, T, J=7,4 I'n), 1,82-1,97 (1H, M), 2,08-2,30 (3H, m), 2,78-2,91 (2H,
M), 2,92 -3,06 (2H, ™), 3,22-3,40 (2H, m), 3,74-4,02 (5H, m), 4,46-4,61 (2H, m), 7,03-7,11 (1H, m), 7,14-7,25
(2H, m), 7,26-7,44 (4H, m).

ITpumep 377.

(2S,39)-2-((2,3'-macropoudernn-3-mn)mMeTin)-3-((AuMe TIICY b (hamMorT)aMiHO )-N, N- M e THITITAP POJTHTHH-
1-xap6okcamu.
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A) tper-bytun-(28S,3S)-2-(3-6pom-2-propbensunn)-3-((AuMeTHICYIb(HaMOHIT)aMUHO ) TUPPOITU T H-
1-xapOoxcwuIar.

Jumetmncynbdamonnxiaopua (2,31 r) npu KOMHATHOW TemrepaType NOOaBISIOT K CMECH TPeT-OyTHII-
(2S,35)-3-amun0-2-(3-0pom-2-pTopdbeH3mn)nuppoauani- 1 -kapbokcmnara (2,5 t), TEA (1,36 1), IMAII (0,982
r) u TT'® (25 mi). [Tocne nepememmuBanus npu S0°C B TedeHne 4 9 peakMOHHYIO CMECh BBUIMBAIOT B BOAY H
SKCTParupyroT MOIYYEeHHYIO0 CMeCh 3ThnaneTatoM. OpraHn4ecknii cJI0i MPOMBIBAIOT HACHIIICHHBIM PacTBOPOM
COJIH, CyIIaT HaJ OE3BOTHBIM CYIb()aTOM MarHus M KOHIICHTPHPYIOT B BakyyMe. OCTaTOK OYHUIIAIOT C TOMOIIBIO
KOJIOHOYHOM XpoMaTorpaduu Ha CHIIMKarese (dTHIALETAT/TeKCaH) ¢ TIOTyYeHHEM YKa3aHHOTO B 3aroJIOBKE CO-
enunenus (2,4 r). MC: [M+H-Boc]" 380,0.

B) Tuppoxmopuny  amammuma  N'-((2S,3S)-2-(3-6pom-2-pTopOen3nn)nupposnnaus-3-um)-N,N-
JVMETHICEPHOU KUCITOTHI.

Cmechp  TpeT-0yTHi-(28S,3S)-2-(3-6pom-2-hropbensmn)-3-((numeTHicynbhaMomT)aMHHO ) TUPPOITH IHH- 1 -
kapOokcunara (2,4 r) u 4M pacTBopa CONSIHOM KUCIOTHI B dTHinanerate (12,5 Mi) mepeMemmBaioT Ipu KOMHAT-
HOHM Temriepatype B cyxoi armocdepe (CaCl, nmpodupka) B TeueHne Houu. CMech KOHIIEHTPHPYIOT B BaKyyMe.
OcTaToK MPOMBIBAIOT JUU3OMPOTHIOBHIM 3(QUPOM C TIOTYICHUEM YKa3aHHOTO B 3arojioBke coequHenwst (1,78 r).

MC: [M+H]" 379,9.

C) (2S,35)-2-(3-Bpom-2-hTopben3nn)-3-((numeTruiacyabhamMmort)aMuHO )-N,N-IuMe THITTUPPOTU AN H- 1 -
KapOOKCaMMI.

K omecm rtuapoxmopuaa amamuma N'-((2S,3S)-2-(3-6pom-2-GTopoeH3mn)nuppouanH-3-wm1)-N,N-
numeTuiicepHon kucioTsl (1,78 1), TEA (4,32 1) 1 TT'® (20 M) mpu KOMHATHOM TeMIepaType T00aBIISIOT JH-
Mmetmiikapoamomxsopun (2,30 ). CMech KUIATAT ¢ OOpaTHBIM XOJIOJAMIBHUKOM B TedeHue 3 4. Cmech racst
HACHIIIICHHBIM BOJHBIM PacTBOPOM THAPOKApOOHATA HATPHS M JKCTPArHPYyIOT ATHiareratoM. OpraHmdecKui
CJIOW OT/EJNSIOT, MPOMBIBAIOT HACHIIIEHHBIM PAacTBOPOM COJIM, CYIIAT Haja OE3BOIHBIM CyIb()aTOM Maruus W
KOHIEHTPUPYIOT B BakyyMe. OCTaToK OYMINAIOT ¢ MOMOIIBIO KOJIOHOYHOH Xpomarorpadun Ha cumkarene (NH,
STHJIALIETAT/TEKCaH) C MOJMyYeHHEM YKa3aHHOTO B 3arojoBke coequnenus (1,9 r).

MC: [M+H]" 451,0.

D) (25,35)-2-((2,3"-mudTopoudenwn-3-mn)mernn)-3-((mumeTnicynbhamon)aMuHO )-N, N -TUMe THITTHP -
ponuaunH-1-kapOoKcaMuI.

Cmech  (28S,3S)-2-(3-6pom-2-pTopoen3mn)-3-((mumeTmicynbdamonit)aMuHO )-N,N-THMe THITTHPPOITH IHH-
1-kap6okcamuaa (600 mr), (3-pTopdenmn)ooporoBoit kuciotsl (242 mr), XPhos Pd G3 (16,9 mr), 1M BoaHOTO
pactBopB Tpukamuiidocdata (3,99 m) u TT'D (6 mi) mepememmparoT pu 70°C B Teuenue 1 4. Bomuyro dazy
YIQISIOT, OPraHWYECKUH CJIOW KOHIEHTPUPYIOT B BakyyMe. OCTaToK OYHMIAIOT C IMOMOIIbI0 KOJIOHOYHOH Xpo-
marorpadun Ha cwinkareie (NH, sTmianerar/rekcaH) ¥ NOIYYEHHOE TBEPJOE BEIIECTBO KPUCTAIUIU3YIOT W3
CMECH STHJIALIETaT/TeKCaH C MOJIyYCeHHEM YKa3aHHOTO B 3ar0JIOBKe coetMHeHus (562 mr).

'H SIMP (400 MI'u, CDCl3) & 2,03-2,23 (2H, M), 2,73 (6H, ¢), 2,76 (6H, c), 2,85-2,93 (1H, m), 2,94-3,03
(1H, m), 3,20-3,32 (1H, m), 3,53-3,67 (1H, m), 3,81-3,92 (1H, m), 4,48 (Lh, 1, J=8,1 T'n), 4,54-4,62 (1H, m), 7,01
-7,08 (1H, m), 7,12-7,18 (1H, m), 7,20-7,26 (2H, m), 7,27-7,43 (3H, m).

ITpumep 407.

(2S,35)-2-(6udenmn-3-unmeTn)-3-((3THICYIb(GOHNIT )aMHHO )-M-MeTOKCH-M-MEe THIITTUPPOJTU ANH- | -
KapOOKCaMMI.

K mepememmBaemoit cmecu  ruapoxiopuma  N-((2S,3S)-2-(6udenun-3-mimeTnin)muppouInH-3-
nn)stancynbporamuna (293 mr), DIPEA (298 mr) u TT'® (3 M) npu KOMHATHOW TemrepaType J00aBIsIIOT Me-
tokcu(metmn)kapbamomtxiopun (143 mr). Crnycrss 15 MUH peakIMOHHYIO CMECh KOHIICHTPHPYIOT B BaKyyMe.
OcTtaTok pa30aBiAIOT STHIAIETATOM, IPOMBIBAIOT HACBIIICHHBIM PACTBOPOM COJIH, OYHUIIAIOT C IIOMOIIBIO KOJIO-
HOYHOW Xpomarorpaduu Ha CHIMKareje (dTHIALETaT/TeKCaH) W NMEPEeKPHUCTAIM30BBIBAIOT M3 CMECH dTHale-
TaT/TeKCaH ¢ MOJTYYCHUEM YKa3aHHOTO B 3aroiioBke coenuHeHus (302 mr).

'H SIMP (400 MI'n, CDCly) & 1,19 (3H, T, J=7,4 I'ny), 1,83-1,94 (1H, M), 2,06-2,23 (1H, m), 2,72-2,94 (3H,
M), 2,98 (3H, ¢), 3,17-3,27 (1H, m), 3,42-3,52 (1H, m), 3,55 (3H, ¢), 3,60-3,70 (1H, m), 3,86-4,02 (1H, m), 4,40
(1H, x, J=8,8 I'y), 4,52-4,68 (1H, m), 7,27-7,62 (9H, m).

ITpumep 441.

N-{(2S,3S)-1-(okceran-2-kapoonmn)-2-[(2,3",5"-rpucrop[ 1, 1'-Ondennn]-3-um)MeTHa | mup posTuIuH-3 -

W1} METaHCYTb(QOHAMU.

A) N-((28,3S)-2-(3-6pom-2-pTopbensin)- 1 -(okceTaH-2 -MITKapOOHHI ) TUPPOITHTAH-3 -FIT)METAHCYITb(HOHAMI/T.

HATU (374 mr) no6asisttot k cmecu ruapoxiopuaa N-((2S,3S)-2-(3-6pom-2-hTopOeH3u ) TUPPOTHINH-3 -
nn)MerancyinspoHamuaa (318 mr), oxceran-2-kapoonoBoit kucioTsl (100 mr), TEA (415 mr) u IM®A (6 m)
TIpu KOMHATHOH Temrieparype. CMech mepeMelmBaroT Mpu KOMHATHOH Temrieparype B Tedenue 30 mua. CMech
racsT HACHIIEHHBIM BOTHBIM PAaCTBOPOM THAPOKapOOHATA HATPHS W IKCTPArUPYIOT THianeTatoM. OpraHude-
CKHUH CJIOH OTAEJSIOT, HPOMBIBAIOT HACBIIIEHHBIM PACTBOPOM COJIM, CyIIAT HaJ OE3BOAHBIM Cyiab(aToM MarHus
Y KOHLEHTPUPYIOT B Bakyyme. OCTaTOK OYHMINAIOT C IOMOIIBIO KOJIOHOYHOM Xpomarorpauu Ha CHIIMKAaresie
(meranon/atunanerar). TBeproe BEHMIECTBO KPUCTAUIM3YIOT M3 CMECH OSTHIALETaT/AMNU30NPOIHIOBBIN
a¢up/TeKcaH ¢ MOJIyYECHHEM YKa3aHHOTO B 3ar0JIOBKE coeAnHeHus (244 mr).

-60 -



043368

MC: [M+H]" 435,2.

B) N-{(2S,3S)-1-(okceran-2-kapbonmn)-2-[(2,3",5"-rpudrop[1,1-6ndpennn]-3-mn)MeTus] HTUPPOIUINH-3-
W } MEeTaHCYJb()OHAMUI.

Cmech  N-((28,35)-2-(3-6pom-2-pTopdensmn)- 1 -(okceTaH-2-uKap OOHII ) TUPPOITUAUH-3 -1 )METAHC Y Tb-
dhonamuna (76,5 mr), (3,5- nudropdennn)dopornoBoit kucioTs (41,6 mr), XPhos Pd G3 (4,46 mr), 1M BOomHOTO
pactBopB Tpukamuiidocdara (0,527 ma) u TT'D (3 miu) nepememmusatot npu 70°C B Teuenue 1,5 4. Cmech pac-
MPEACTAIOT MEXAY STUIANETATOM U BOJIOW M KCTPArUPYIOT STUIIAIETATOM. DKCTPAKT IPOMBIBAIOT BOIHBIM pac-
TBOPOM THAPOKapOOHATa HATPHUSA M HACHIIICHHBIM PAaCTBOPOM COJIH, CYIIAT HaJl OE3BOIHBIM CyIb()aTOM MarHus,
(UIBTPYIOT M KOHLEHTPUPYIOT B BaKyyMe C MOJIyYeHHEM TBepAOro BeuiecTBa. OCTaTOK OYMINAIOT C TOMOLIBIO
KOJIOHOYHOW Xxpomarorpadun Ha cunkarene (NH, meranon/>Tuianerar) ¢ mojy4eHHeM yKa3aHHOTO B 3arojIoB-
Ke coequHeHus (42,4 mr).

1H SAMP (400 MI', CDCI3) & 1,82-1,98 (1H, m), 2,25-2,63 (2H, M), 2,69-3,03 (5H, m), 3,06-3,16 (1H, m),
3,25-3,81 (2H, m), 3,93-4,58 (3H, m), 4,62-5,25 (3H, m), 6,76-7,55 (6H, m).

ITpumep 450.

N-[(25,35)-2-[(2,3'mucTop[ 1, 1'-Oudennn]-3-mn)merun] -1 -(2-ruapoxrcu-2-Me THIIITPOIIAHOWIT ) TUPPOITU AN H-
3-un]-1-propumknonpomnan- 1 -cyashoHamuI.

A) Ttper-bytnin-(2S,3S)-3-((muxronpornmincynbhormna)aMuHo )-2-((2,3'-mudTop[ OudeHnn |- 3-11)Me THIT ) TP~
ponuanH- 1 -KapOOKCHUIIAT.

Cmech TpeT-0yTHi-(2S,3S)-2-(3-6pom-2-hropoer3mn)-3-((IUMKIOPOHICYTb(OHNI )aAMHHO ) ITHPPOITH TN H-
1-kap6okcunata (1,17 1), (3-propdenmn)dooponoroii kucnotsl (0,514 r), XPhos Pd G3 (0,207 1), 1M BomHOTO
pactBopa Tpukanuiidocdara (7,35 ma) u TT'D® (10 M) nepemermmBaroT pu 70°C B Teuerne 1 4. CMech BBUIH-
BAlOT B BOJY IPH KOMHATHOH TEMIlepaType M IKCTPAarHpyIOT sTmiareraroM. OpraHn4ecKuil cjod OTAENSIOT,
MPOMBIBAIOT HACHIILICHHBIM PAacCTBOPOM COJIH, CyIIaT HaJl 0€3BOJIHBIM CyIb()aTOM MarHusi ¥ KOHIEHTPHPYIOT B
BakyyMme. OCTaroK OYMINAIOT C MOMOIIBIO KOJIOHOYHOW xpomatorpaduum Ha cunmkarene (NH, srtunane-
TaT/TeKcaH) C MOJIy4YEeHHEM YKa3aHHOTO B 3arosioBke coeanHenus (1,02 r).

MC: [M+H-Boc]" 393,1.

B) tper-byrnn-(2S,3S)-2-((2,3'-nudrop[ondpennn]-3-mr)mernn)-3-(((1-propunkiaonpomnun)cyabdo-
HUWJT)aMUHO ) TUPPOTHINH- | -KapOOKCHIIaT.

K cmecu Ttper-0ytun-(2S,3S)-3-((mukmonponuiacynsdorun)amuno)-2-((2,3'-nudrop[Oudenunn]-3-
WT)METHI )PP o IuH- 1 -kapbokcumnara (156 mr) u TI'® (3 mur) npu -78°C o kamnsam mobasisttor 2,6 M pac-
tBOp H-OyTHiunTHs (0,268 Mn). ITocne mepememmBanus npu -78°C B TeueHne 1 9 K PEaKIMOHHOM CMECH IO
KarisiM  100aBisioT pactBop N-pTop-N-(denuncynbdonnn)denzoncynbponamuga (120 mr) B TT'D (1 mi).
Cwmech nepememmBaroT ipu 0°C B atMocdepe a3oTa B TeueHHue | 4, 3aTeM IpHU KOMHATHOHW TeMITEpaType B Teue-
HHe 2 4. CMech racsiT HaCBIIIEHHBIM BOJHBIM PaCTBOPOM XJIOPHIA aMMOHHMS U 3aTeM SKCTParupyroT dTUIIaleTa-
ToM. OpraHnyeckuii o OTAENSIOT, TPOMBIBAIOT BOJOH M HACHIIIEHHBIM PAaCTBOPOM COJIH, CYIIAT HajJ OE3BOAHBIM
Cynb(aToM MarHusi ¥ KOHIEHTPUPYIOT B BakyyMme. OCTaTOK OYMINAIOT C TMOMOIIBIO KOJIOHOYHOH XpoMmarorpaduu
Ha CHiIMKarese (3TWIaleTaT/TeKcaH) ¢ MoTyYeHHEM yKa3aHHOTO B 3aroyioBke coeanneHus (81,9 mr).

MC: [M+H-Boc]" 411,3.

C) Tuapoxnopum N-((2S,35)-2-((2,3'-mudrop[6udeH]-3-mn)MeTHI) TUppOTUINH-3-11)- | -p TOPITUKIO-
MpoMNaHCyhhoHAMHUIA.

K cmecn Ttper-0yTnn-(2S,35)-2-((2,3"-mudrop[oudennn]-3-ma)mernin)-3-(((1-dpToprukaonpomui)cyabdo-
HUWJT)aMUHO )TUPpOTHIUH- 1 -kapOokcunaTa (81,9 mr) u stwmanerata (0,5 M) mpy KOMHATHOW TEMIIEpaType J0-
GaBisiroT 4M pacTBOp comnsHOM KucioTel B aTmiareTrare (0,802 mur). CMmech mepeMemunBaoT Ipu KOMHATHON
TeMmImeparype B TedeHrne Houn. CMech KOHIEHTPUPYIOT B BaKyyMe C MOJYYCHHEM YKa3aHHOTO B 3aroJIOBKE CO-
enuneHus (57,0 mr).

MC: [M+H]" 411,3.

D) N-[(2S,35)-2-[(2,3"-audTop[1,1-Ondennn]-3-mr)meruin]-1-(2-ruagpoKkcu-2-MeTHIITPOIIAHOWIT ) T PPOITH-
IH-3-11]- 1 -propunkionponan- 1 -cymspoHaMu.

Cmechb TUAPOXIIOpUAA N-((2S,35)-2-((2,3'-mudTop[ 6rdeHmI | -3 -FT)ME THIT ) TUP POTU ANH- 3 -1 )- 1 -
¢droprumknonponancynbdonamuna (447 mr), DIPEA (1,29 t) u TT'® (5 M) mepeMemmBaT Mpu KOMHATHON
temrieparype B Tedenne 30 muH. K cycnienzun nipu 0°C 1o karumsiM 100aBIsioT 1-Xmop-2-MeTui- 1 -okconponan-
2-unarnetar (198 Mr) 1 nepeMenMBaiOT MOJYYEHHYIO CMECh TIPH YKa3aHHOH TemrmepaType B Teuenue 1 4. K cme-
cHu 100aByIOT Boy (2 Mur) U 4M BOoAHBIH pacTBOp ruapokcuaa mutus (2,00 M) 1 IepeMenuBaioT MOJTyIeHHYIO
CMech ITpH KOMHATHOW TemIieparype B TedeHrne Houn. CMech pa30aBIioT HACKIIIEHHBIM PACTBOPOM COJIH U 3KC-
TparupyroT sTuianeraToM. OpraHMYecKuil CiI0i OTHEeNAIOT, cymaT Hal 0e3BOMHBIM CYIb()aToM MarHus M KOH-
HEHTPUPYIOT B BakyyMe. OCTaTOK OYMINAIOT C IIOMOINBIO KOJIOHOYHOHM Xpomarorpaduu Ha cunukarene (NH,
STHIALeTaT/TeKCcaH), a 3areM npenapatusHoii BOXX (C18, noasmwkHas ¢asa: Boa/aneTOHUTPUI (coleprKarinii
0,1% TOVYK)). LleneByro ¢pakiyio HEHTPaIU3yIOT HACHIIICHHBIM BOIHBIM PAaCTBOPOM I'MIApOKapOOHaTa HaTpHs
M 9KCTParupyror sTuianeraToM. OpraHuuecKuid CIIOW OTAENSIOT, IIPOMBIBAIOT BOJIOW M HACHIIIEHHBIM PacTBO-
poM cou, cymaT HaJ Oe3BOIHBIM CyJb(haToM MarHus M KOHIEHTPUPYIOT B BakyyMme. TBepJoe BEIeCTBO KpH-
CTAJUTM3YIOT U3 CMECH ATAHOJI/BOJIA C TIOJ[y4YeHHEM yKa3aHHOTO B 3arojioBke coenuaeHus (140 mr).
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'H SIMP (400 MT'tr, CDCl3) & 1,14-1,52 (10H, m), 1,79-2,03 (1H, m), 2,28-2,42 (1H, m), 2,91-3,04 (1H, M),
3,11-3,26 (1H, m), 3,52-3,95 (3H, m), 4,07-4,24 (1H, m), 4,69-5,06 (2H, m), 7,03-7,10 (1H, m), 7,15-7,25 (2H,
M), 7,27-7,44 (4H, m).

ITpumep 456.

N-{(2S,3S)-1-(azeruaun- 1 -xkapO6onwn)-2-[ (2-dpTop[ 1,1'-0rdeHn]-3 -w)Me THIT |TUPPOJIA THH-3 - 1T } STAHCYITb-
(honamuz.

A) T'mapoxmopun N-((2S,3S)-2-((2-dbrop[6udenHr]-3 -mn)MeTHI) TUPPOIAANH-3 -1 )3TaHC Yy IbHoHAMUA.

Cmech TpeT-0yTun-(2S,3S)-2-(3-6pom-2-pTopoen3nn)-3-((3TrincynbHOHUT)aMUHO ) THPPOTUINH- | -
kapOokcmiata (0,698 1), permnboponosoit kucnotsl (0,238 1), XPhos Pd G3 (0,019 1), 2M BomHOTO pacTBOpa
tpukanmuiidocdara (2,25 mu) u TT'D (3 mi) nepemermmuBarot mpu 70°C B Teuenne 1 4. BomHyio dhaszy yaansior u
OPTaHUYECKHUH CJI0H KOHIEHTPUPYIOT B BakyyMe. OCTaTOK OYHIIAIOT ¢ MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu
Ha cuiukareine (NH, stunanerar/rekcan) ¢ mojgy4eHHeM TBEpJOro BemecTBa. 4M pacTBOp COJISTHOI KHCIIOTHI B
stwnanerate (7,50 Mi1) 100aBISIOT NP KOMHATHOW TeMIlepaTrype K IepeMeIInBaeMoil CMECH TBEPJIOTO IPOIYK-
ta (694 mr) u stunanerata (2 mi). Croycts 18 4 peakIIMOHHYIO CMECh KOHIICHTPHPYIOT B BAKYyME U COOHMPAOT
TBEPABIA NPOAYKT QHIIbTpaIMeil ¢ MoydeHueM yKa3aHHOTO B 3arojloBKe coequHeHHs (568 mr).

MC: [M+H]" 363,3.

B) N-{(2S,3S)-1-(azerugun-1-kap6onmn)-2-[(2-pTop[1,1'-Ondernn]-3-un)MeTHI |IEPPOTUINH-3 -
W1} 3TaHCYIb(QOHAMU].

K mepememmBaemoit cmecu runpoxiopuna N-((2S,3S)-2-((2-gpTop[Ondenn]-3-um)MeTHI ) TuppOTHIAH-3 -
nn)sTancynbhoramuna (568 mr), ouc(tpuxiopmerni)kapoonara (254 mr) u TT'® (6 ma) mpu 0°C mobaBisioT
DIPEA (368 mr). ITociie nmepememmBanus Ipu KOMHATHOM TeMIiepatype B TedeHue 30 MUH peakIIMOHHYIO0 CMeCh
KOHIICHTPUPYIOT B BakyyMe. OcTaToK pa30aBIISIOT 3THIALETATOM, IPOMBIBAIOT HACHIIIICHHBIM PACTBOPOM COJIA
Y OYMINAIOT C TOMOIIBI0 KOJIOHOYHOHM XpoMaTtorpaduu Ha CUiIMKarese (3THiIaleTaT/TeKcat) ¢ MoJdydeHHeM Mac-
na. K mepememnmBaemoii cmecu moyueHHOro Macia (603 mr) u TT'® (7 mir) mpu KOMHATHOH TeMmIeparype Jo-
OaBistoT azeTuauH (243 Mr). CMech IepeMENNBalOT B TedeHUe 30 MUH U 3aTeM KOHIICHTPUPYIOT PEAKIIHOHHYIO
cMech B BakyyMe. OcTaTok pa30aBIsIOT 3THIIALICTATOM, IPOMBIBAIOT HACKHIIIICHHBIM PACTBOPOM COJIH, CYIIIAT HaT
0e3BOIHBIM Cyib(aToM HaTpus, QUIBTPYIOT M KOHLEHTPHUPYIOT B BakyyMme. [loilydeHHOE TBepaoe BEIECTBO
KPUCTALTU3YIOT M3 CMECH Te€KCaH/3TaHOJ ¢ MOJydYeHUEM YKa3aHHOTO B 3ar0JIOBKE coeMHEHNs (516 mr).

'H SIMP (400 MI'u, CDCly) § 1,21 (3H, T, J=7,4 T'u), 1,82-1,96 (1H, m), 2,06-2,28 (3H, m), 2,76-2,90 (2H,
M), 2,93-3,08 (2H, m), 3,20-3,40 (2H, m), 3,82 (2H, &8, J=7,8 '), 3,88-4,06 (3H, ™), 4,52 (1H, 1, J=6,6 I'ry), 4,58-
4,65 (1H, m), 7,13-7,20 (1H, m), 7,27-7,33 (1H, m), 7,33-7,39 (2H, m), 7,41-7,48 (2H, m), 7,49-7,56 (2H, m).

ITpumep 457.

N-{(28,3S)-1-(3-runpoxcu-2,2-qumetunmnponanonn)-2-[(2,3",5"-tpudrop[ 1,1-ondennn]-3-mr)meTwn Jmup-
POTUANH-3-HJ1 } METAaHCYTH(OHAMII.

A) Twunmpoxiopun N-((25,35)-2-((2,3",5'-TpudTopOondeHu-3-1IT)METHI) TUPPOITUIUH-3 -FJT)METaHC Y JIb-
(dhonamuna.

Cmech  TpeT-0yTHi-(28S,3S)-3-((Metuncynbhonun)amuno)-2-((2,3',5'-rpudpropord eHnn-3-mr)Me T ) mup-
pommauH-1-kapbokcunata (1,67 r), 4M pacTBOpa consiHON KHCIOTHI B dTHianerare (20 mi) u stunanerat (20
MJI) IEpEMELIMBAIOT TP KOMHATHOM TeMIiepaType B TeueHre Houu. CMech pa30aBisioT STHIIALIETATOM U OCalOK
coOuparoT GuIbTpaImell ¢ Moy4YeHHEM YKa3aHHOTO B 3aroyioBke coeaunenus (1,37 r).

MC: [M+H]" 385,2.

B) N-{(2S,39)-1-(3-ruapokcu-2,2-gumeTunmnpomnanounn)-2-[(2,3",5'-tpudtop[1,1-6udenunn]-3-
WJT)METWI | TAPPOJTA TN H-3 - 1T |METaHCYIb(OHAMHT.

HATU (67,8 w™r) poGaBistioT kK cMecu ruapoxiopuaa N-((2S,3S)-2-((2,3",5'-tpudTopoudenmn-3-
WJT)METH ) TAPP O INH-3-W)MeTaHcyabporamuna (50 wmr), 3-rHApOKCHU-2,2-TUMETHIPONIAHOBOW KHCIOTHI
(18,2 mr), DIPEA (77 mr) u JIM®A (1 mi) npu koMHaTHOH Temneparype. Ilocie nepemenmmBaHus pyu KOMHAT-
HOHM TeMIepaType B TeUeHHE 7 4 PEaKIMOHHYIO CMECh pPa30aBiIIIOT BOJOH M SKCTParupyroT dTUIIAETaTOM. JKC-
TPAKT MPOMBIBAIOT HACBHIIICHHBIM BOJAHBIM PACTBOPOM THAPOKapOOHATA HATPHS, BOJOW M HACBHIIIICHHBIM PacTBO-
pOM couy, cyniat Haja 0e3BOJHBIM CYJb(HaTOM MarHusl U KOHIEHTPUPYIOT B BakyyMe. OCTaTOK OYMILAIOT C IO-
MOIIBI0 KOJIOHOYHOW XpoMmarorpaduu Ha cHiauKarene (3TWIaleTar) ¢ MOJy4YeHHeM Mmaciia. Maclio KpHUCTallIH-
3YIOT U3 CMECH 3THJIALIETAT/TeKCaH C IMOJydeHHEM YKa3aHHOTO B 3arojloBKe coequHeHus (24,7 mr).

'H SIMP (300 MI'u, CDCl3) & 1,18 (3H, ¢), 1,19 (3H, c¢), 1,86-2,11 (1H, m), 2,31-2,47 (1H, m), 2,31-2,47
(1H, m), 2,72 (3H, ¢), 2,86 (1H, nx, J=13,8, 5,5 I'n), 3,06 (1H, nx, J=13,4, 7,4 '), 3,15-3,25 (1H, m), 3,28-3,39
(1H, m), 3,53 (1H, mn, J=10,8, 6,2 I'n), 3,64-3,73 (2H, m), 3,89-4,08 (1H, M), 4,56-4,68 (1H, m), 4,75-4,84 (1H,
M), 6,77-6,87 (1H, m), 7,01-7,13 (2H, m), 7,15-7,26 (2H, m), 7,38-7,47 (1H, m).

ITpumep 459.

N-{(28,3S)-1-(azetuamun-1-kapoormn)-2-[(3'-dprop[ 1,1'-6udernn]-3-um)meTun |nuppoauaua-3-mui } - 1 -
(bropmeraHcyTbHOHAMUI.

A) I'mnpoxnopun 6en3mi-((2S,3S)-2-(3-6poMOeH3 M) IUPPOIUIUH-3-HiI)KapOamaTa.

K cmecu tpet-0yTmin-(28S,3S)-3-amMmuH0-2-(3-0poMOeH3min)muppoauaus- 1 -kapookcunara (10,7 r), 2M Boa-
Horo pactBopa ruapokcuaa Hatpust (19 mur) u TT'® (100 mur) mpu 0°C nobasnstor OGensunxinoppopmuar (5,98 r).
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CMech mepeMeIInBaroT Ipu KOMHATHOW TemmnepaTtype B TedeHue 30 muH. K cMecn n00aBISIOT HACHIIIICHHBIN
BOJHBIN pacTBOp rHApokapOOHaTa HATPHS M AKCTPArHPYIOT MOIYYCHHYIO CMECh ATHianeratoM. OpraHn4eckui
CJIOH OTHENSAIOT, IPOMBIBAIOT BOJOW M HACHIIICHHBIM PacTBOPOM COJIH, CyIIaT HaJx Oe3BOJHBIM Cyib(haToM Ha-
TpHS ¥ KOHIICHTPUPYIOT B BakyyMe. K cMecH mosrydeHHOTo ocTaTka u dTwianerata (20 mur) gobasmsiror 4M pac-
TBOP COJITHOM KHCJIOTHI B 3THianeTare (75 MIT) Ipu KOMHATHOH Temnieparype. CMech TIepeMEeNIBaiOT MIPH KOM-
HATHOH TemmepaType B TeueHue Houn. CMech KOHIIGHTPHUPYIOT B BakyyMe. OCTaTOK pacTHPAIOT C THJIAIETaTOM
1 0CaJIOK cOOMparoT (GUIbTpanyel ¢ MoTydeHHEeM YKa3aHHOTO B 3arojioBke coequHerus (12,8 ).

MC: [M+H]" 389,0.

B) Benznn-((25,35)-1-(azeruaun- 1 -unxapoonni)-2-(3-0poMOeH3 M) TUPPOIM IUH-3 -1 )KapOamart.

K cmecn 6en3nn-((2S,3S)-2-(3-6pomben3mm)nupponuans-3-min)kapdamara (5 r) u TT'® (100 mir) npu 0°C
nobaBisrOT Ouc(TpuxitopmeTn)kapoonar (2,79 r) u DIPEA (3,04 r). [Tocne nepememmBanus npu 0°C B Teue-
H1e 20 MHH cMech KOHLEHTpHPYIOT B Bakyyme. K octarky noGasmstor TI'® (100 M) m azetuaun (5,36 1).
CmMech nepeMeInBaoT Py KOMHATHOW TeMneparype B TedeHne Hour. CMech TacsT HaChIIIEHHBIM BOJHBIM pac-
TBOPOM TH/IpOKapOOHaTa HATpUs NPH KOMHATHOM TeMIepaType W 9KCTParupyroT stmianeraroM. OpraHndeckuit
CIIOH OTHENSAIOT, IPOMBIBAIOT HACHIIIEHHBIM PACTBOPOM COJIH, CyIIaT HajJ OE3BONHBIM CYIb(PAaTOM Maraus u
KOHIICHTPUPYIOT B BaKyyMe. TBepaoe BemeCTBO KPUCTAIUIM3YIOT U3 CMECH 3THJIAICTAaT/ AMA30TPOTIAIOBEINA YHp
C TIONyYeHUEeM YKa3aHHOTO B 3aroJIOBKE coeuHeHus (4,74 T).

MC: [M+H]" 472,1.

C) Bensun-((2S,3S)-1-(azetunun-1-unkapoonmn)-2-((3'-prop[OudeHnn]-3-Ua)MeTHUI) TUPPOTTUTHH-
3-um)kapbamar.

Cmecp Gensmi-((2S,3S)-1-(azernnun- 1 -unkapoonmn)-2-(3-6pombeH3um)nupponanH-3-iwi)kapoamara (1,4 1),
(3-dbropdenmn)ooponosoit kucmotsr (0,539 1), XPhos Pd G3 (0,038 1), 1M BoxmHOTO pacTBopa Tpukaiuidocda-
Ta (8,89 M) u TT'® (20 M) mepememmBarot mpu 70°C B Teuenue 5 4. [locne oximaxaeHUs] HEPACTBOPUMOE Be-
IIECTBO YAQSIOT QUAbTpanel 1 GpuibTpaT KOHIEHTPUPYIOT B BakyyMe. OCTaTOK 3KCTPAarupyrT CMECHIO ATHII-
anerar/TT' .

Opranndeckuii CIIOM OTAENSAIOT, TMPOMBIBAIOT HACHIIICHHBIM PacTBOPOM COJH, (uabTpaoT depe3 NH-
CUJIMKAareib W KOHICHTPHPYIOT B BakyyMe. [lomydeHHOE TBEpIO€ BEIIECTBO IIPOMBIBAIOT ITHJIAIIETATOM M IHH-
30MPOIHIIOBBIM Y(PUPOM C TOTYICHHEM YKAa3aHHOTO B 3arojioBke coenuHenwst (1,25 r).

MC: [M+H]" 488,2.

D) ((2S,3S)-3-amun0-2-((3'-dTop[ OMdeH |-3-1IT) METHIT ) TUPPOTUANH-1 ) (a3€ TUANH- | -FIT)METaHOH.

Cmech Oen3un-((2S,35)-1-(azetunun- 1 -unkapoonrmn)-2-((3'-prop[ Ondenwnn]-3-1n)Me T ) IUppOTH TN H-3 -
win)kapbamara (1,25 r), 10% nammazus Ha yriae (0,12 1), sranona (20 mu) u TT'® (20 M) ruapUpYIOT NOA aB-
JIeHWeM OaJIOHa PU KOMHATHOH TemnepaType B TeueHue | 4. Karanuszarop ynansiot GpuiusTparueid u puibTpat
KOHIEHTPUPYIOT B BakyyMme. OcTaToK OYMINAIOT ¢ TOMOIIBIO KOJIOHOYHOH XpoMmarorpadun Ha cumkarene (NH,
METaHOJI/3THIIAIETAT) C MOJTyUYEeHHEM YKa3aHHOTO B 3arosoBke coeanHenus (900 mr).

MC: [M+H]" 354,0.

E) N-{(2S,35)-1-(azerunun-1-kap6oumn)-2-[(3'-dprop[1,1'-Ondennn]-3-nm)merun Jnupponuana-3-mi § - 1-
(ropmeraHcyTbHOHAMUI.

K  cmecu  ((2S,3S)-3-amubo-2-((3'-dprop[Oudenrn]-3-mwn)MeTu1) IUppoau IuH-ui)(a3eTUauH- 1 -
mn)Meranona (100 mr) u TT'® (2 M) mpu koMHaTHOU Temmieparype nobasmnstor DIPEA (47,5 mr) u ¢pTopmeran-
cynmphoummxnopun (41,3 mr). Ilocne mepememuBanus B Tedenne 30 MUH cMeCh KOHIEHTPHUPYIOT B BaKkyyMe.
OcTaToK OYMIAIOT C TIOMOIIBIO KOJIOHOYHOW Xpomarorpaduu Ha cuiukarese (3Tuiarerar/rekcan). TBepmoe
BEILECTBO KPUCTALIN3YIOT U3 CMECH JTHJIALETAT/TEKCAaH C MOIyYEHHEM YKa3aHHOTO B 3arojOBKE COCIMHEHHS
(58 mr).

'H SIMP (400 MT'ti, IMCO-de) & 1,86-2,00 (3H, m), 2,02-2,16 (1H, m), 2,70-2,82 (1H, m), 2,85-2,95 (1H,
m), 3,10 -3,21 (1H, m), 3,32-3,38 (1H, m), 3,52-3,64 (2H, m), 3,72-3,88 (3H, m), 4,20-4,31 (1H, m), 5,17-5,50
(2H, m), 7,14-7,22 (1H, m), 7,26-7,30 (1H, m), 7,33-7,39 (1H, m), 7,46-7,58 (5H, m), 8,22 (1H, ymu.c).

N-{(2S,3S)-1-(azeTnann-1-kapoonmn)-2-[([ 1,1'-6udennn]-3-mr)metwn Jnuupponmuans-3-mi} -1 -propmeran-
cynb(hOHAMHUII.

A) benzun-((285,3S)-1-(azeTnaun- 1 -nnkxapoonwn)-2-([6n eHu | -3 -HIMETHIT) TUP PO TUH- 3 - 1T )KapOamar.

Cmech Oen3min-((2S,3S)-1-(azernann- 1 -nnkapOonw)-2-(3-6poMOeH3mI) uppouanH-3-min)kapoamara (1,4 1),
(ermnboponosoii kucnotel (0,470 1), XPhos Pd G3 (0,038 r), 1M BomHOTrO pacTtBopa Tpukamuiidocdara
(8,89 mur) u TT'® (20 M) mepemermmBaroT ipu 70°C B Teuenue 5 4. [Tocne oxmakaeHUsT HEPACTBOPUMOE BETIIe-
CTBO YAAJSIOT QUIbTparied u (GUIbTpaT KOHICHTPHPYIOT B BakyyMme. OCTaTOK AKCTPAarupylOT CMECHIO 3THII-
arietat/TT'®. OpraHndecKuil CII0il OTAEISIOT, IPOMBIBAIOT HACKHIIIEHHBIM PACTBOPOM COJIH, TIPOIYCKAIOT Yepe3
NH cunmkarenb n KOHIEHTPUPYIOT B BakyyMe. [lodydeHHOE TBepaoe BEIIECTBO NPOMBIBAIOT ATUIIAIIETATOM U
JMH30TIPONHIIOBBIM 3()UPOM C MOJTYYCHHEM YKa3aHHOTO B 3arosnoBke coeanHenus (1,08 r).

MC: [M+H]" 470,2.

B) ((2S,3S)-3-amun0-2-([OnheHII |-3 -HIMETHIT ) TUPPOTUANH- | -11T)(a3€ TUANH- | -FT)METaHOH.

Cmech 6en3un-((2S,3S)-1-(azeTuann-1-niakapoonnn)-2-([oudennn]-3-mIMeTHI) TUPPOITHINH-3 -
win)kapbamara (1,08 r), 10% nammazus Ha yriae (0,10 1), stanona (20 mu) u TT'® (20 M) ruIpupyroT ¢ TaBJICHA-
eM OayutoHa NpW KOMHATHOW Temmeparype B TedeHue | 4. Karammzatop ynansroT ¢unbTpanueid u GuiabTpaT
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KOHIIEHTPUPYIOT B BakyyMe. OcTaToK OYMIIAIOT C MOMOIIBIO KOJIOHOYHOH Xpomarorpadun Ha cuimkarene (NH,
METaHOJI/3THIIAIETAT) C MOJTyYEeHHEM YKa3aHHOTO B 3aroyoBke coeanHenus (700 mr).

MC: [M+H]" 336,1.

C)  N-{(25,35)-1-(azetunun-1-kapoouun)-2-[([1,1'-Oundernn]-3-un)MeTHI |TUPPOTUINH-3 -1 } -1 -
(ropmeraHcyTbHOHAMUI.

K cmecu ((2S,3S)-3-amun0-2-([6nd en |-3-niMe T muppostuanH- 1 -m)(asetnanH- 1 -mm)meranona (100 mr)
B TI'® (2 M) mpu 0°C mobasmsitor DIPEA (50,1 mr) u dTopmetancynbonunxiaopun (43,5 mr). [Tocie nepe-
MemuBaHusA B TedeHre 30 MUH CMeCh KOHLIEHTPUPYIOT B BakyyMme. OCTaTOK OYHIIAIOT C IIOMOIIbIO KOJIOHOYHOH
XpoMatorpauu Ha cuiMKareie (dTuiarerar/rekcaH). TBeproe BEmecTBO KPUCTALIN3YIOT U3 CMECH JTHIIalle-
TaT/TeKCaH C MOJTYYCHUEM YKa3aHHOTO B 3aroJIOBKe coenquHeHus (98 mr).

'H SIMP (400 MT'ti, IMCO-dg) & 1,85-1,99 (3H, m), 2,03-2,14 (1H, m), 2,69-2,79 (1H, M), 2,85-2,95 (1H, M),
3,12- 3,20 (1H, m), 3,31-3,39 (1H, m), 3,52-3,67 (2H, m), 3,71-3,87 (3H, m), 4,19-4,29 (1H, m), 5,18-5,46 (2H, m),
7,21-7,29 (1H, m), 7,31-7,38 (2H, m), 7,42-7,50 (3H, m), 7,51-7,55 (1H, m), 7,64-7,72 (2H, m), 8,22 (1H, ymr.c).

ITpumep 462.

N-{(28,35)-1-(azeTnaun-1-xkapoonwnn)-2-[ (3'-drop| 1,1'-Ondenn]-3-mm)mMeTni [muppoauanH-3-1i1 } TUKIIONPO-
MaHCyTH(POHAMUI,

K  cmecn ((2S,3S)-3-amunu0-2-((3'-pTop[OndeHmnI]|-3 -HIT)ME T ) TUPPOTU AN H-FT ) (a3 TH AN H- | -
nn)Meranona (200 mr) u TT'® (4 mur) npu koMHaTHOH Temnepatype nodasisior DIPEA (95 mr), DMAP (69,1
MT') ¥ IIUKJIoNponancymbhormmxiaopun (88 mr). [Tocne nepememuBanus B TedeHre 10 94 cMech racsT HaCHIIICH-
HBIM BOJHBIM PacTBOPOM THIpOKapOOHaTa HATPHUSA M IKCTPArupyloT dTmianeratoM. OpraHudeckuii cioi oTae-
JISFOT, CyIIaT Hajx OE3BOIHBIM Cylb()aTOM HATPHUS U KOHIEHTPUPYIOT B BakyyMe. OCTaTOK OYHIIAIOT C TOMOIIBIO
KOJIOHOYHOW Xpomarorpaduu Ha criIMKareie (MeraHoi/>Twianerar). TBepaoe BEHIECTBO KPUCTAIM3YIOT M3
CMECH STHJIALeTaT/ T30 IPOITHIIOBEIN 3(hUp C MOTydYeHHEeM YKa3aHHOTO B 3aroJIOBKe coeanHeHus (221 mr).

'H SIMP (400 MT'ri, IMCO-de) & 0,77-1,00 (4H, m), 1,88-2,03 (3H, m), 2,03-2,16 (1H, m), 2,37-2,48 (1H,
M), 2,70- 2,81 (1H, m), 2,88-2,97 (1H, m), 3,13-3,23 (1H, m), 3,33-3,39 (1H, m), 3,53-3,65 (2H, m), 3,72-3,86
(3H, m), 4,21-4,30 (1H, m), 7,13-7,23 (1H, m), 7,26-7,39 (2H, m), 7,45-7,61 (6H, m).

ITpumep 463.

N-{(2S,3S)-1-(azeTnann-1-kapoonmn)-2-[([ 1,1'-0npernn]-3 -ma)Me T | ppOIUANH-3 -1 } TUKJIOTIPO-
MaHCYTH()OHAMUI.

K cmecn ((28S,3S)-3-amMmun0-2-([Ond eHmI | -3 -HIMe THI ) TUPPOTUIUH-WIT) (a3e TUANH- | -um)MetanoHa (200 mr)
n TT'® (4 mu) npu komHaTHOU Temmepatype modasisiror DIPEA (100 mr), IMAII (14,6 MT) U IIUKIIONPOIIaH-
cynmphormtxiopun (92 mr). Ilocie nmepemMemMBanus B TEYCHHE HOYM CMECh TacAT HACBHIIEHHBIM BOJHBIM pac-
TBOPOM THAPOKAapOOHATA HATPHUS M IKCTPATHPYIOT dTHianeTatoM. OpraHMYecKui CIoH OTHAEINSIOT, CYIIaT Hakg
0e3BOIHBIM CyNb(haTOM HATPHUA M KOHICHTPHUPYIOT B Bakyyme. OCTAaTOK OYMIIAIOT C MOMOIIBI0 KOJOHOYHOMN
XpoMatorpauu Ha CHIIMKarese (METaHOJI/3THiIaneTaT). TBeproe BEIecTBO KPUCTAUIM3YIOT 3 CMECH dTHJale-
TaT/IUU30TIPOIMIIOBBIN 3(Hp C MOIyYeHNEM yKa3aHHOTO B 3ar0JIOBKe coeHeHus (228 mr).

'H SIMP (400 MT'ri, IMCO-de) & 0,79-0,99 (4H, m), 1,87-2,01 (3H, m), 2,02-2,15 (1H, m), 2,38-2,47 (1H,
M), 2,69 -2,79 (1H, m), 2,87-2,98 (1H, m), 3,12-3,22 (1H, m), 3,32-3,39 (1H, m), 3.51-3.67 (2H, m), 3,72-3,84
(3H, m), 4,20-4,30 (1H, m), 7,22-7,29 (1H, m), 7,30-7,39 (2H, m), 7,41-7,49 (3H, m), 7,50-7,57 (2H, m), 7,62 7,71
(2H, m).

ITpumep 466.

N-{(28,3S)-1-(azetuaun-1-kapoornn)-2-[(2-¢prop[ 1,1'-Ondennn]-3-um)MeTHI |muppoTuarH-3 -1 } - 1 -
(bropmeraHCyTHhOHAMUT

A) Tper-bytnn-(2S,3S)-3-(((6en3mnokcn)kapOoHMIT )aMUHO)-2-(3-0poM-2-PTOpOSH3UIT ) TUPPOTUANH- | -
KapOOKCHIIaT.

K cmecu tper-0ytmn-(2S,3S)-3-amuno-2-(3-6pom-2-propOensun)mupponuant- 1 -kapookcmnata (1,43 1),
2M BomHOTO pactBopa ruapokrcuaa Harpus (2,30 ma) u TT'D (20 mi) npu 0°C mobaBinstoT GeH3MIXIOpHOpMHAT
(0,719 1). Cmech nepeMeIIMBarOT NMpH KOMHATHOH Temrneparype B Teuenue 30 muH. K cmecu 100aBnsioT HacHI-
IIEHHBIH BOJHBIN PAacTBOP THIPOKapOOHATa HATPHs M IKCTPArupYyIOT MOJYYEHHYIO cMech aTmianeratoM. Opra-
HUYECKUH CIIOW OTIEISIOT, TPOMBIBAIOT BOJOW M HACHIIICHHBIM PaCTBOPOM COJIM, CYIIAT Haj O€3BOIHBIM CYJIb-
(haToM HaTpHs M KOHLIEHTPUPYIOT B BAKyYMeE C ITOJy4eHHEM YKa3aHHOTO B 3arojoBke coequHenus (2,03 r).

MC: [M+H-Boc]" 407,0.

B) T'mapoxnpuz 6en3mi-((2S,3S)-2-(3-06pom-2-hTopOeH3U ) TUPPOTHIUH-3 -1 )KapOaMaTa.

Cmech Tper-0yTri-(2S,3S)-3-(((6en3nnokcn)kapOOHNT)aMHUHO )-2-(3-6poM-2-hTopOeH3U ) TUPPOTUANH- | -
kapOokcmiaTa (1,94 1) u 4M pacTBOpa COJISTHON KHCIOTHI B 3THiarerare (9,58 mi) mepeMermmBarOT Mpyu KOM-
HATHOH TemmepaType B TeueHue Houn. CMech KOHIIGHTPHUPYIOT B BakyyMe. OCTaTOK pacTHPAIOT C THJIAIETaTOM
1 0CaJIOK cOOMparoT (GUIbTpanyell ¢ MOTydeHHEeM YKa3aHHOTO B 3arojioBke coequHeHus (1,54 ).

MC: [M+H]" 407,0.

C) Benzun-((25,35)-1-(azeruaun- 1 -unkapoonnin)-2-(3-6pom-2-propOoeH3MI ) TP PO ANH-3-1T)KapOamar.

K cmecn rugpoxnopuna 6en3ui-((2S,3S)-2-(3-6pom-2-pTopbensmn)nupponuani-3-mi)kapbamara (1,54 r)
u TT'® (30 M) mpu 0°C mobapnsroT ouc(tpuximopmermwn)kapoonar (0,824 r) u DIPEA (0,897 r). ITocne mepe-
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memmBanus npu 0°C B Teuenne 20 MUH cMeCh KOHIIGHTPUPYIOT B BakyyMe. K octarky no6asisror TT'® (30 mur)
u azeruauH (0,991 r). Cmecs nepememnBaroT IpU KOMHAaTHON TeMIepaType B TedeHue Houu. CMech racsrt Ha-
CBIIIICHHBIM BOIHBIM PAacTBOPOM THAPOKApOOHATA HATPHUS NMPH KOMHATHOM TEMIIEpaType W SKCTPArUPyIOT STHII-
arieratoM. OpraHUYecKui CI0H OTHEISAIOT, MPOMBIBAIOT HACHIIIICHHBIM PAaCTBOPOM COJIH, CYIIAT HaJx O€3BOTHBIM
cynp(paToM MarHus W KOHLIEHTPHUPYIOT B BakyyMme. TBepIoe BEmecTBO KPUCTAUIM3YIOT W3 JTHIIALETa-
Ta/IMA30TIPONIIIIOBOTO 3(HPa ¢ MOTyIEeHHEM YKa3aHHOTO B 3arojioBke coexuHenus (1,64 r). MC: [M+H] 490, 1.

D) bBen3un-((2S,3S)-1-(azeruaun- 1 -mikapoonnn)-2-((2-prop  [OudeHwn]-3-11)MeTHI)TUPPOTHINH-3 -
ni)kapOoamar.

Cmech 6en3un-((2S,3S)-1-(azernaun- 1 -nakapoonun)-2-(3-6pom-2-¢pTopOeH3WIT) TUPPOTUANH-3 -
win)kapbamara (600 mr), penundoponoBoii xkuciotsl (194 mr), XPhos Pd G3 (15,5 mr), 1M BomHOro pactBopa
tpukanuiipocdara (3,67 mu) u TT'® (20 M) nepemermBarot npu 70°C B Teuenue 5 4. [Toce oxnakaeHus He-
pacTBOPHMOE BEIIECTBO YAAISIOT (GMIbTpanueid n GUIbTpaT KOHIEHTPUPYIOT B BakyyMme. OCTaTOK SKCTparupy-
T cMechio 3tmraneTatr/TI'®. OpraHudeckuil CIIOM OTAEISIOT, MPOMBIBAIOT HACKHIIICHHBIM PAacTBOPOM COIIH,
nporyckaioT 4yepe3 NH crunkarens ¥ KOHIEHTPHPYIOT B BakyyMe. [losrydeHHOE TBEpI0€ BELIECTBO IPOMBIBAIOT
JTUJIANIETATOM U JUH3OMPOIIIOBBIM d(QUPOM C TIOTYUSHHEM YKa3aHHOTO B 3arojioBke coequHeHus (500 mr).

MC: [M+H]" 488,2.

E) ((2S,3S)-3-amunH0-2-((2-dTop[oOrdern -3 -1i1) METHIT ) TUPPOITUAMH-MIT ) (a3€ TU M H- | -FIT)METaHOH.

Cmech  Gensmn-((2S,35)-1-(azeTunun- 1 -unkapooumn)-2-((2-prop[ Ondenwnn]-3-1n)Me T ) IUPPOTU TN H-3 -
nmkapbamara (500 mr), 10% nammagus za yrae (50 mr), stanona (20 M) u TT'® (20 M) ruapupyroT ¢ naBie-
HUEeM OautoHa MPU KOMHATHOH Temmieparype B TeueHue 1 4. Karanmszatop ynamstor ¢punbTpanuei u GuimbTpar
KOHIEHTPUPYIOT B BakyyMe. OCTaToK OYMIIAIOT C MOMOIIBIO KOJIOHOYHOH XpoMmarorpadun Ha cuimkarene (NH,
METaHOJI/3THIIAIETAT) C MOJTyUYEeHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (360 mr).

MC: [M+H]" 354,0.

F)  N-{(2S,35)-1-(azerunun-1-kap6oumn)-2-[(2-dprop[1,1'-Ondennn]-3-mr)merun | mupporuant-3-m ;- 1-
¢dropmeTaHCynbhOHAMHUT.

K cmecu ((2S,3S)-3-amun0-2-((2-rop[OndeHm |-3-11)METHIT ) TUPPOITUAMH-1IT ) (a3e TU M H- | -HIT)MeTaHOHA
(100 mr) u TT'® (2 M) mpu 0°C nobasmsiror DIPEA (47,5 mr) u ¢propmerancynshormxiopun (41,3 mr). Ilocne
nepememuBaHus B TedeHne 30 MHH cMech KOHIICGHTPUPYIOT B BakyyMme. OCTaToOK OYHMIIAIOT ¢ IOMOIIBIO KOJIO-
HOYHOM XpoMarorpaduu Ha CHIUKarese (dTuiarerar/rekcaH). TBepJoe BEUmEeCTBO KPUCTALTU3YIOT U3 CMECH
JTUIJIANIETAT/TeKCaH ¢ MOJIYIeHHEM YKa3aHHOTO B 3aroJioBKe coeauHenus (98 mr).

'H SIMP (400 MT', IMCO-de) & 1,90-2,19 (4H, m), 2,60-2,71 (1H, m), 2,86-2,97 (1H, m), 3,09-3,20 (1H,
M), 3,32-3,39 (1H, m), 3,43-3,53 (2H, ™), 3,66-3,77 (2H, M), 3,80-3,89 (1H, m), 4,34-4,46 (1H, ™), 5,22-5,55
(2H, m), 7,13-7,20 (1H, M), 7,25-7,34 (2H, m), 7,35-7,42 (1H, m), 7,44-7,51 (2H, m), 7,52-7,57 (2H, ™), 8,15 -
8,34 (1H, m).

ITpumep 467.

N-{(2S,3S)-1-(azeTnann-1-kapoonun)-2-[(2,3"-qudrop[ 1,1'-6ndpennn]-3-mr)mMerun JnupponuanH-3-mi § -1 -
¢dropmeTaHCcynbhoHaAMHU.

A) bensun-((28,3S)-1-(azetnann-1-nnkapoonmn)-2-((2,3'"-nudrop[Ordenu] -3 -11)MeTHI ) TUPPOITH THH-3 -
ni)kapOoamar.

Cmech o6en3mi-((2S,3S)-1-(azeTunun- 1 -unkapoouun)-2-(3-6pom-2-hTopOeH3UM) MUPPOTUIHH-3 -
nn)kapbamata (600 mr), (3-dropdenmn)ooponoBoit kuciotsl (223 mr), XPhos Pd G3 (15,5 mr), 1M BoaHorO
pactBopa Tpukanmidocdarta (3,67 mu) u TT'® (20 M) mepememmusatot npu 70°C B Teuenue 5 4. [Tocie oxmaxk-
JICHUS HEpacCTBOPHMOE BEHIECTBO YHAIIIOT (QUIbTparied M (QMIbTpaT KOHUEHTPHPYIOT B Bakyyme. OcTaTok
JKCTParupyroT cMechio dTmwianetat/TT'®. OpraHuvecKuii CIoi OTHENSIOT, IPOMBIBAIOT HACBIIIEHHBIM PACTBO-
poM coum, ponyckaroT uyepe3 NH cuimkarens ¥ KOHIEHTPUPYIOT B BakyyMme. [loiydueHHOE TBepoe BEUIECTBO
MPOMBIBAIOT ATHJIALIETATOM M JTUH30IPOIMIOBEIM 3(HPOM C IOTYYECHHEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHHS
(475 mr).

MC: [M+H]" 506,2.

B) ((285,35)-3-amun0-2-((2,3'-mu¢rop[ 6 eHn]-3-nir)MeTHI) T PPOITHANH-MIT)(a3e THNH- | -UIT)MeTaHOH

Cmecy  Oenzmin-((2S,3S)-1-(azerunun-1-unkapoonnin)-2-((2,3'-qudrop[Ondenn]-3-mr)Me T mppou-
muH-3-nn)kapbamar (475 mr), 10% mamnaaus Ha yrie (0,47 1), sranona (20 M) u TI'® (20 mit) rHIPUPYIOT C
JaBJieHreM OaToHa MPU KOMHATHOH TemrepaType B Tedenue 1 4. Katanmuzarop ynanstor GuisTpanueid u Guib-
TpaT KOHIICHTPHUPYIOT B BakyyMe. OCTaTOK OYHIIAIOT C MIOMOIIBI0 KOJIOHOYHOH XpoMaTorpadyui Ha CHIIMKarese
(NH, meTaHoJ/aTHIIaIIETaT) ¢ TIOJydYeHHEM YKa3aHHOTO B 3aroyioBke coenuHenus (330 mr).

MC: [M+H]" 372,1.

C) N-{(28,3S)-1-(azeTnaun-1-kapbonun)-2-[(2,3"-mudrop[1,1'-6udenwn]-3-mm)meTnin| HUPPOIUIUH-3-
wi}-1-gropmerancynbdonamun.

K cmecu ((2S,3S)-3-amuno0-2-((2,3"-mudrop[6udennn]-3-um)MeTn) tuppoTuAnH-1i1 ) (a3e TU I H- 1 -
win)MmetanoHa (100 mr) u TT'® (2 mn) npu 0°C nob6asnsror DIPEA (45,2 Mr) u ¢gropmerancyinbhOHWIXIOpUA
(39,3 mr). ITocne nepememuBanus B TeueHre 30 MUH cMech KOHIIGHTPUPYIOT B BakyyMe. OCTaTOK OYMILAIOT C
MIOMOIIBIO0 KOJIOHOYHOHW XpoMaTorpaduu Ha CHiIMKareie (dTuianerar/rekcaH). TBeproe BemecTBo KpHCTaJLIH-
3YIOT U3 CMECH ITHJIAIETAT/TEKCaH ¢ TIOMyYeHUEeM YKa3aHHOTO B 3aroJioBke coenuHeHus (80 mr).
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'H SIMP (400 MT'ti, IMCO-de) & 1,85-2,21 (4H, m), 2,60-2,70 (1H, m), 2,88-2,99 (1H, m), 3,08-3,18 (1H,
M), 3,32- 3,39 (1H, m), 3,42-3,52 (2H, m), 3,65-3,76 (2H, m), 3,78-3,91 (1H, m), 4,34-4,45 (1H, m), 5,22-5,56
(2H, m), 7,15-7,28 (2H, m), 7,29-7,42 (4H, m), 7,48-7,57 (1H, m), 8,15-8,36 (1H, m).

ITpumep 471.

N-[(25,3S)-2-[([1,1'-Oudenrn]-3-mrn)meTwn]- 1 -(IuKI00y TaHKapOOHUIT ) TAPPOITHINH-3 - 1T |3 TAHC Y Tb(HOHAMU I,

K cmecn rugpoxmopuga N-((2S,3S)-2-(6ndeHn-3-uiIMe T ) TU PP OTHIHH-3-1T)ITaHC YT OHAMHUIa
(100 wmr), muknobyrankapooHoBoi kucnotsl (31,5 mr), HATU (120 mr) 1 IM®A (1 M) mpu 0°C goGaBistioT
TEA (80 mr). CMmech mepeMenuBaloT Mpu KOMHATHOMW TeMrepaType B TedeHue 30 muH. K cmecn 100aBisioT
HACHIIIEHHBIN BOIHBIN PacTBOp THAPOKapOOHATa HATPHUSA W SKCTPATHPYIOT MOJYYCHHYIO CMECh JTHIIAIICTaTOM.
Opraau4ecKuii CIOH OTHENIAIOT, IPOMBIBAIOT BOAOH M HACHIIICHHBIM PACTBOPOM COJIH, CyIIAaT HaJ Oe3BOIHBIM
cynb(haToM HaTpHs ¥ KOHIEHTPUPYIOT B BakyyMe. OCTATOK OYMIIAIOT C TIOMOILBIO KOJIOHOYHOH XpoMarorpadun
Ha cunukarese (MetaHon/aTrinanerat). OcTaToK KpUCTAINIM3YIOT U3 CMECH THIIALeTaT/ IMU30IPOIIMIIOBEIA d(up
C TIOJTyYEHUEM YKa3aHHOTO B 3arojIoBKe coequHeHUs (75 Mr).

'H SIMP (400 MT'ti, IMCO-de) & 0,91-1,30 (5H, m), 1,38-2,36 (8H, m), 2,63-3,31 (5H, m), 3,38-3,88 (2H,
M), 3,99 -4,39 (1H, m), 7,12-7,68 (9H, m).

ITpumep 474.

(2S,3S)-3-[(3rancynbdonmn)amuno|-2-[ (3"-pTop[ 1,1'-6udenmn]-3-un)mermn |-N-MeTokCH-N-ME THIIHP-
ponmanH-1-kapOoKcaMuI.

A)  tper-bytun-(2S,3S)-3-((atuncynasponrmn)amuHo)-2-((3'-pTop[OndeHn]-3-um)MeTH ) TUPPOTUINH- | -
KapOOKCHIIaT.

Cmech  TpeT-0yTmin-(2S,3S)-2-(3-6pomOen3w)-3-((3THICY B OHII ) aMIHO ) TUPPOITUANH- | -KapOOKCcHIIaTa
(671 wmr), (3-dbropdennn)oopoHoBoii kucnothl (273 mr), XPhos Pd G3 (38,1 mr), 1M BogHOTO pacTBOpa TpUKa-
muiidocdara (4,50 M) u TT D (7,5 M) nepememmusatot npu 70°C B Tedenne 1 4. CMech KOHIIEHTPUPYIOT B Ba-
kyyme 1 yaaneHus TI'® u ocTaTok 3KCTparupyroT sTunaneratoM. OpraHudecKuil cliod KOHLEHTPUPYIOT B
BakyyMme. OCTarok OYMINAIOT C MOMOIIBIO KOJIOHOYHOW xpomatorpaduu Ha cumkarene (NH, srtunane-
TaT/TeKcaH) C MOJYyYECHHEM YKa3aHHOTO B 3aroJIoBKe coeanHeHus (690 mr).

MC: [N-H] 461,3.

B) T'mapoxnopun N-((25,3S)-2-((3'-¢rop[6udennn]-3-um)MeTnin) muppoauauH-3 -1i)3TaHcyIbpoHaMua.

4M pacTBOp COJSTHOW KHUCJIOTHI B dTHIIanieTaTe (7,46 M) Ipu KOMHATHOW TeMIlepaType JT00aBJISIOT K IIe-
pemennBaeMoit cMecH TpeT-0yTun-(2S,3S)-3-((armicynsdorun)amMmuuo)-2-((3'-prop[6udennn]-3-
WIT)METHN ) pposnauH- 1 -kapbokcumnara (0,690 r) u stunanerara (3 mi). CrmycTts 1 9 MOJNyYdeHHBIA TBEPABIH
MIPOIYKT COOMPAIOT QUIIBTPAITUEH ¢ MOJIyIeHNEM YKa3aHHOTO B 3aroJioBKe coeanHeHus (508 mr).

MC: [M+H]" 363,2.

C) (28,39)-3~((atuncynbdonrmi)amuHo )-2-((3'-prop[ GrdeHw | -3 -1 MeTHIT ) TUPPOTH TUH- | -KapOOHUITXIIOPH/I.

K cMmecH THAPOXJIOpUAa N-((28,35)-2-((3'-prop[6renn] -3 -11)METHI ) TUPPOITH THH- 3 -
win)atancyibdonamuna (508 mr), ouc(rpuxiaopmermin)kapoonara (302 mr) u TT'® (6 mi) npu 0°C noGasnstoT
DIPEA (329 wr). Ilocne nepemenvBanus Ipy KOMHATHOH TeMIieparype B TedyeHne 30 MUH peakIIMOHHYIO CMECh
KOHIIEHTPYIOT B BakyyMe. OCTaTOK pa30aBisiOT JTHJIALIETATOM, POMBIBAIOT HACBHIIIEHHBIM PAcTBOPOM COJIU H
OYMIIAIOT C ITOMOIIBIO KOJOHOYHON Xpomarorpaduu Ha CHIIMKareie (3TWIANeTaT/TeKcaH) ¢ MOIyuYeHHEM yKa-
3aHHOTO B 3ar0JIOBKE coenrHeHus (542 mr).

MC: [N-H] 423,2.

D) (2S,35)-3-[(>Tancynbdonmn)amuno |-2-[(3'-dprop[ 1,1'-6udennn]-3-mwr)meTrn|-N-MeTokcu-N-
METHIIITHPPOITHINH- | -kapOoKkcaMug

DIPEA (330 Mr) mpu KOMHATHOW TeMIlepaTrype I00aBIIIIOT K TepeMemuBaeMoir cmecu (2S,3S)-3-
((atuncynbdonrun)amuno)-2-((3'-prop[Ondenwmn]-3-mn)MeTrn)mupponuIuH- 1 -kapobonmwixiopuna (271 mr), rua-
poxiopuna N-merokcumeranamuHa (124 mr) u TT'® (3 mn). Tlocne nepememuBanus npu 60°C B TeueHue 2 4
PCaKIMOHHYIO CMECh OXJIAKAAIOT J0 KOMHATHOM TeMIEpaTypbl, TacsT HACHIICHHBIM PAacTBOPOM COJIM M KOH-
HEHTPUPYIOT B BakyyMe. OCTaTOK OYHMIIAIOT C IMTOMOIIBIO KOJOHOYHOH XpomaTtorpaduu Ha cuiamukareie (3THil-
arerar/rekcaH) ¢ IOJy4eHHEM INPOAYKTa B BHJIE TBEPAOTO BEUIECTBA. 1BepAoc BEUIECTBO KPHUCTAIUIM3YIOT M3
CMECH STHJIALIETaT/TeKCaH C MOJIyUYCeHHEM YKa3aHHOTO B 3ar0JIOBKe coetuHeHus (248 mr).

'H SIMP (400 MT'u, CDCl3) § 1,23 (3H, T, J=7,4 Tm), 1,80-1,92 (1H, m), 2,09-2,23 (1H, m), 2,86 (2H, ks,
J=7,3Tm), 2,90-2,97 (1H, m), 2,98 (3H, c), 3,14-3,22 (1H, m), 3,42-3,52 (1H, m), 3,56 (3H, ¢), 3,60-3,70 (1H, m),
3,89-4,01 (1H, m), 4,35 (1H, 1, J=8,8 I'n), 4,53-4,66 (1H, m), 6,98-7,07 (1H, m), 7,27-7,45 (6H, m), 7,50 (1H, c).

IIpumep 475

(2S,35)-3-[ (mumeTuncynshamom)amuHo |-2-[(2-pTop[ 1, 1'-0ndenwn]-3-mr)metnn]-N,N-
JTUMETHIITAPPOIHINH- | -kKapOoKcaMu

Cmech  (28S,3S)-2-(3-6pom-2-pTopoensmn)-3-((mumeTmicynbdamonit)aMuHO )-N,N-THMe THITTHPPOITH IHH-
1-kap6okcamuaa (650 mr), peHrmTO0poHOBOM KUCIOTH (228 Mr), XPhos Pd G3 (18,3 mr), 1M BomHOTO pacTBOpa
tpukanuiipocdara (4,32 i) u TT'® (3,6 M) nepememmsatot npu 70°C B Teuenue 1 4. Cmech pa3daBisIOT Ha-
CBIIICHHBIM BOJIHBIM PAacTBOPOM I'MIpOKapOOHaTa HATPHs U SKCTPArupyIoT sThiianeratoM. OpraHuuecKuid Ciou
OTAEJAIOT, IPOMBIBAIOT HACBHIIICHHBIM PACTBOPOM COJIH, CyIIAaT HaJ 0€3BOIHBIM CYIb()aTOM MarHus M KOHIICH-
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TPUPYIOT B BakyyMe. OCTaTOK OYMINAIOT C IOMOIIBI0 KOJOHOYHOH Xpomarorpaduu (NH, sTmanerar/rekcan).
TBepmoe BemecTBO KPUCTAUIN3YIOT M3 STHIIALETAT/TeKCaHa ¢ TOJIydeHHEM yKa3aHHOTO B 3arojOBKE COCIHHE-
Hus (560 mr).

'H SIMP (400 MI'u, CDCl3) & 2,05-2,22 (2H, M), 2,71 (6H, ¢), 2,77 (6H, c), 2,84-2,92 (1H, m), 2,96-3,07
(1H, m), 3,20-3,30 (1H, m), 3,55-3,66 (1H, m), 3,82-3,91 (1H, m), 4,31-4,42 (1H, m), 4,54-4,63 (1H, m), 7,11-
7,19 (1H, m), 7,26-7,39 (3H, m), 7,40-7,47 (2H, m), 7,48-7,56 (2H, m).

[Ipumep 476

(2S,35)-3-[(mmmeTuncynaspamorn)amuHo |-N,N-gumetnn-2-[(2,3",5'-rpudtop[ 1, 1'-oudenmn]-3-

WJT)METWI |[TAPPOJTU TN H- | -kapOokcaMu

Cmech  (28S,3S)-2-(3-6pom-2-pTopoen3mn)-3-((mumeTmicynbdamonit)aMuHO )-N,N-TUMe THITTHPPOITH THH-
1-xap6okcamuna (650 mr), (3,5-audpTopdennn)ooponosoit kucnotst (296 mr), XPhos Pd G3 (18,3 mr), 1M Box-
HOTO pacTBopa Tpukanuidocdara (4,32 mu) u TT'D (3,6 mn) nepememnBaror npu 70°C B Teuenue 1 4. Cmech
Pa30aBIIsIOT HACHIIIECHHBIM BOJIHBIM PacTBOPOM THIIpOKapOOHATa HATPHS U dKCTParupyror stuianeratom. Opra-
HUYECKUH CJIO0I OTHEISIOT, MPOMBIBAIOT HACBHIIIEHHBIM PAacTBOPOM COJHM, CyIIaT Haj Oe3BOIHBIM CYJb(HaToM
MarHusi ¥ KOHICHTPUPYIOT B BakyyMe. OCTaTOK OYHMINAIOT C HOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha CHIIH-
karene (NH, stunanerar/rekcan). TBepoe BEMECTBO KPUCTALTU3YIOT U3 CMECH ITHJIAIETAT/TEKCAaH ¢ TMOJTyde-
HUEM YKa3aHHOTO B 3aroyioBke coeauneHus (600 mr).

'H SIMP (400 MI'u, CDCl3) & 2,03-2,21 (2H, M), 2,75 (6H, ¢), 2,77 (6H, c), 2,83-2,93 (1H, m), 2,94-3,04
(1H, m), 3,20-3,32 (1H, ™), 3,54-3,65 (1H, m), 3,81-3,92 (1H, m), 4,30-4,40 (1H, m), 4,52-4,63 (1H, m), 6,76-
6,84 (1H, m), 7,02-7,10 (2H, m), 7,13-7,20 (1H, m), 7,21-7,25 (1H, m), 7,34-7,41 (1H, m).

IIpumep 477.

(2S,35)-2-[(3",5'-mucrop[ 1,1'-6ndennn]-3-un)mernn]-3-[ (3TaHCcynbPOHMIT)aMUHO |-N-METOKCH-N-
METWIITHPPOTHINH- | -kapOokcaMu .

K cmecnm  ruapoxmopuma  N-((28S,35)-2-((3',5'-nudropobudenmn-3-mr)MeTHa) IUuppoIHInH-3 -
wn)atancyibdonamuna (500 mr), TEA (607 mr) u TI'® (10 mur) npu KoMHAaTHOH TemrepaTtype 1o0aBisior N-
Mmetokcu-N-metmikapoamonnxiaopus (310 mr). Cmech KHIIATAT ¢ 0OpaTHBIM XOJOAMIGHUKOM B TeUeHHE 15 MuH.
Cwmech pazbasistoT ¢ nomomibio TI'® u ocanok yransior ¢punbTpanueid. unbTpaT KOHIEHTPUPYIOT B BaKyyMe.
OcCTaToOK OYMINAIOT C MOMOLIBIO KOJOHOYHON XpoMaTorpaduu Ha CHIIHMKarese (STHIALETAaT/TeKCaH) U MepeKpu-
CTAJTU30BBIBAIOT M3 CMECH THIIANIETAT/TEKCaH C MOJIYIeHUEM YKa3aHHOTO B 3aT0JIOBKE coeAMHEHUs (467 Mr).

'H AMP (300 MI'u, CDCls) & 1,27 (3H, T, J=7,4 '), 1,78-1,93 (1H, m), 2,11-2,27 (1H, m), 2,85-3,00 (6H,
m), 3,07- 3,18 (1H, m), 3,41-3,53 (1H, ™), 3,57 (3H, ¢), 3,59-3,72 (1H, m), 3,90-4,03 (1H, m), 4,39 (1H, g, J=9,1
I'm), 4,55-4,65 (1H, m), 6,77 (1H, TT1, J=8,9, 2,3 T'm), 7,07-7,18 (2H, m), 7,31-7,43 (3H, m), 7,45-7,52 (1H, m).

ITpumep 479.

1-®T1op-N-[(2S,35)-2-[(2-dpTop[1,1'-Oudenwn]-3-mn)meTmn]- 1 -(2-THAPOKCH-2-ME THITPOTIAHOWIT ) TUPP OJTH-
JIAH-3 -WI | ITAKIIOTIPOTIaH- | -cymboHaMu .

A) tpeT-byTnn-(2S,3S)-3-((mukronponwmicynbdorut)aMuHo)-2-((2-dprop[oOndern |-3-wmm)MeTrI ) TTHp-
ponuauH-1-kapOoKcuaT.

Cmech Tper-OyTni-(2S,3S)-2-(3-6pom-2-¢pTopoen3nn)-3-((IUKIONPONHICYIb()OHIIT)aMHHO ) THPPOIHUIMH-
1-xap6okcunara (500 mr), pernndoponoBoii kucnotsl (153 mr), XPhos Pd G3 (8,87 mr), 1M BoxHOrO pacteopa
tpukanuiipocdara (3,14 mu) u TT'D (2 mi) nepemermBarot npu 70°C B Tedenue 1 4. CMech BBUIMBAIOT B BOAY
IpU KOMHATHOHM TeMIlepaType M SKCTparupyror stuinaneraroM. OpraHM4eckuil cioil OTHAENSAI0T, MPOMBIBAIOT
HACBILICHHBIM PAaCTBOPOM COJIH, CyHIAT HaJ O€3BOIHBIM CyIb(aToOM MarHus M KOHIEHTPUPYIOT B Bakyyme. Oc-
TaTOK OYHIIAIOT C IMOMOIIBI0 KOJIOHOYHOW XpoMartorpadueii Ha cumukarene (NH, sTumamerar/rekcad) ¢ moiy-
YeHUEM YKa3aHHOTO B 3arojioBke coenuHeHus (490 mr).

MC: [M+H-Boc]" 375,1.

B) 1-®top-N-[(2S,3S)-2-[(2-dTop[1,1'-Ondenmn]-3-mm)mernn]- 1 -(2-ruapoKcH-2 -MeTHITPOTIAHO W ) TUPPOITH-
JTUH-3 -1 [ IUKIJIOTIpoTIaH- 1 -cynbpoHaMu .

K cMecHu TpeT-0yTnia-(2S,3S)-3-((unkionponuncynsdonni)amuno)-2-((2-¢prop[6upennn]-3-
WJT)METHI) TUPpOSHInH- 1 -kap6okcuiara (490 mr) u TI'® (4 mim)no xamsim npu -78°C nobasisitor 2,6 M pac-
TBOp H-OyTmimTHs B rexcane (1,39 mu). [locne nepememuBanus npu -78°C B Teuenne 30 MUH K peakIMOHHOMN
CMecH 10 KarrsiM 100aBisiioT cMech N-drop-N-(denmcynbdonnn)oensoncynsponamuaa (488 mr) u TI'd (4
min). Cmech nepememmBaroT npu 0°C B atMocdepe azora B TeueHne | 4. CMech racsT HAaCHIIIEHHBIM BOJIHBIM
pacTBOpPOM XJIOpHIa aMMOHHMS M OKCTPAarHpyIOT dTHianeratoM. OpraHHdecKHil CJIOH OTHEISIOT, MPOMBIBAIOT
BOJIOM M HACBHIIICHHBIM PacTBOPOM COJIH, CyIIaT HajJ 0E3BOAHBIM CyIb(AaTOM MarHHWsA M KOHLEHTPHPYIOT B Ba-
kyyme. OCTaTOK OYHIIAIOT C TMOMOIIbIO KOJOHOYHOW Xpomarorpaduu Ha CHIHMKareje (dTHIIANETaT/TeKCaH).
Cwmech ocratka (280 mr) u 4M pacTBOpa COJITHOM KHCIOTHI B dTHianeTare (2,84 Mi) mepeMemmBaioT Py KOM-
HaTHOU TemmepaTtype B cyxoil atmoctepe (CaCl,) B Teuenue Houn. CMech KOHIICHTPUPYIOT B Bakyyme. CMech
octatka (244 mr), DIPEA (737 mr) u TT® (5 M) nepeMemuBarOT IpH KOMHATHOW TemrepaType B Teuenne 30
muH. K cycnensun no xarusim npu 0°C nodasisiror 1-xi0p-2-mMeTwi-1-okconponan-2-mwianerat (113 mr)u me-
pEeMEIIMBAIOT TOJyYEHHYI0 CMECh IIPU YKa3aHHOW Temreparype B Teuenue 1 4. K momydeHHOMY pacTBopy s0-
6aBisror 4M BOAHBIN pacTBOp Tuapokcuia nutus (1,14 M) ¥ HepeMeIInBaoT NOIyYeHHYI0 CMECh IIPH KOM-
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HAaTHOM TemIiepaType B TeueHHe Houu. CMmech pa30aBisIOT HACBHIIIEHHBIM PAacTBOPOM COJIM M 3KCTParupyroT
sTmnaneraToM. OpraHuuecKui CIION OTAEINSIOT, CYIIaT HaJ OE3BOAHBIM CYJIbH(ATOM MarHus U KOHIIEHTPUPYIOT B
BakyyMme. OCTaTOK OYHINAIOT ¢ Tomonisio npernapatuBHoi BOXX (C18, moasmwkHas (asza: Boma areTOHUTPHIT
(comepxammii 0,1% TDVYK)). LieneByro ¢pakimiio HEHTPaINU3yIOT HACHIIIIEHHBIM BOJIHBIM PacTBOPOM THIPOKAp-
OoHaTa HATPHU U AKCTPArUPYIOT dTHianeratoM. OpraHn4eckuil CIIOW OTHEINSAIOT, CyIaT HaJ Oe3BOIHBIM CYIlb-
(haTom MarHus ¥ KOHIIEHTPUPYIOT B BAKyyMe C TIOJyUEeHUEM YKa3aHHOTO B 3arojioBke coequHeHus (20 Mr).

'H SIMP (400 MT', IMCO-de) & 0,97-1,27 (6H, m), 1,35-1,64 (4H, m), 2,03-2,29 (2H, m), 2,57-2,70 (1H,
M), 2,98 -3,09 (1H, m), 3,66-3,96 (2H, m), 3,98-4,09 (1H, m), 4,58-4,76 (1H, m), 4,90-5,06 (1H, m), 7,03-7,18
(1H, m), 7,21-7,33 (2H, m), 7,34-7,41 (1H, m), 7,42-7,48 (2H, m), 7,49-7,57 (2H, m), 8,35 (1H, ym1.c).

ITpumep 480.

1-@rop-N-{(2S,3S)-1-(2-runpokcu-2-merunnponanonin)-2-[(2,3',5'-rpudrop[1,1-6ndenun]-3-
WJT)METHJI | TUPPOJTH TN H-3 -1 } IUKJIONPOTIaH- 1 -Cynb(oHaMu 1.

A) tpeT-byTun-(28S,38S)-3-((nuknonponmicyiabsdonmn)aMuno)-2-((2,3',5'-rpudrop[6npennn]-3-
WJT)METHIT) TUPPOJTH TN H- | -KapOOKCcHIIaT.

Cmech Tpet-0yTni-(2S,3S)-2-(3-0pom-2-¢pTopoen3nn)-3-((HIUKIONPONHICYIb()OHIIT)aMHHO ) THPPOIHUIUH-
1-kap6okcunata (500 mr), (3,5-mudropdennn)oopornoBoit kucioTsl (248 mr), XPhos Pd G3 (44,3 mr), 1M Boa-
HOTO pactBopa Tpukanuiidocdara (3,14 m) u TT'D (2 M) nmepememmsaroT npu 70°C B Teuenue 2 4. Cmech
BBUTMBAIOT B BOAY IPH KOMHATHON TEMIEpaType W dKCTParupyroT TuianeratoM. Opranndeckuii ciIoi oTaens-
0T, IIPOMBIBAIOT HACHIIIICHHBIM PACTBOPOM COJIM, CYIIAT HaJ O€3BOJHBIM CYIb()AaTOM MAarHUS U KOHIICHTPHUPYIOT
B BakyyMe. OCTaTOK OYHMINAIOT C MOMOIIBI0 KOJIOHOYHOH xpomarorpadum Ha cwimkarene (NH, stmmarme-
TaT/TeKCaH) ¢ TOJyUYeHHUEM YKa3aHHOTO B 3aroJIoBKe coenHeHus (488 mr).

MC: [N-H] 509,2.

B) 1-®Top-N-{(28,35)-1-(2-rugpokcu-2-merunnponanonn)-2-[(2,3",5'-rpudrop[1,1-6udenmn]-3-
WJT)METHJI | TUPPOSTUINH-3-1J1} IHUKJIONpPONaH-1-cymbpoHaMu.

K cmecu  tper-Oytmin-(2S,3S)-3-((muxnonpornmicyiabdonmn)amuno)-2-((2,3',5'-rpud rop[ ondennn]-3-
WJT)METHI) TUPPONHINH- | -kapOokcuiara (453 mr) u TI'® (6 mur) no karsm mipu -78°C nobasisiror 2,6 M pac-
TBOp H-OyTmimmTHs B rexcane (1,19 mu). [locne nepememuBanus npu -78°C B Teuenne 30 MUH K peakIMOHHOMN
CMECH IO KarusiM A00aBisioT cMech N-GTop-N-(denmicynbponnn)oenzoncynbponamuna (699 mr) u TT'O (12
mir). CMech MEIJICHHO HAarpeBaroT 10 KOMHATHOW TEeMIIepaTyphl U IEPEeMEIINBAIOT B aTMOC(epe a30Ta B TCUCHHE
HouH. CMech TacsAT HACHIIIEHHBIM BOJHBIM PAacTBOPOM XJIOPHIA aMMOHHS M AKCTParupyroT stuiarneratom. Op-
TaHWYECKUHA CIOH OTHEINSAIOT, IMPOMBIBAIOT BOJON M HACHIIICHHBIM PAacTBOPOM COJH, CymaT Haj Oe3BOIHBIM
Cynp(paToM MarHus W KOHIICHTPHUPYIOT B BakyyMme. OCTaTOK OYHIIAIOT C TIOMOIIBI0 KOJIOHOYHOW XpOMAaTorpa-
¢um Ha cunmmkarene (dTwnanerar/rekcan). CMmech octaTka U 4M pactBopa comisHol kucyioTel B CPME (5 M)
MepeMEIINBaloT MPU KOMHATHOW TemIiepaType B TeueHne Houn. CMech KOHLEHTPUPYIOT B BakyyMme. OcCTaTok
pacTHparoT ¢ 3TWIIALIETATOM M IOJIydYEeHHOE TBEpJ0e BelecTBO codupatoT ¢pmibTpanueil. K cmecu ocratka, DI-
PEA (143 mr) u TT'® (5 mi) mo xamisMm no0aBisor 1-xmop-2-MeTwi- 1 -okconpomnan-2-uianetar (43,8 mr) mpu
KOMHATHOW TeMIlepaType M IMepeMeNINBalOT TOJIydYeHHYIO0 CMeCh NIPU yKa3aHHOH TemriepaType B Teyenue 1 4. K
cMecH 100aBistoT Boxy (2 mut) U 4M BoxHbli pacTBop ruapokcuia mutus (0,443 Mi1) U IepeMemrBaioT Moiy-
YEHHYI0 CMeCh IpH KOMHATHOW TeMmepaType B TedueHHe Hodn. CMech pa30aBISIOT HACHIIIEHHBIM PacTBOPOM
COJIM ¥ DKCTPArupyIoT dTIianeratoM. OpraHMYecKuil CJIOW OTAETSAIOT, CyIIaT HaJ Oe3BOJHBIM CyIh(haToM Mar-
HUS ¥ KOHIIGHTPUPYIOT B Bakyyme. OCTaTOK OYMINAIOT ¢ TIOMOIIbIo mpenapatnBHoit BOXKX (C18, moxBmwkHas
(daza: Boga (comepxkamias 10 MM NH4HCOj)/antetonutpmn). LleneByto ¢hpakinio KOHIIEHTPUPYIOT B BaKyyMe C
MOJTy9eHHNEM YKa3aHHOTO B 3ar0JIOBKe coenHeHus (8,1 mr).

'H SIMP (300 MI'u, CDCl3) § 1,30-1,54 (10H, m), 1,85-2,12 (1H, M), 2,29-2,48 (1H, m), 2,84-3,03 (1H, M),
3,08-3,30 (1H, m), 3,59-3,94 (3H, m), 4,14 (1H, xr, J=11,7, 7,2 Tm), 4,79 (1H, ym.c), 6,82 (1H, TT, J=9,0, 2,4
I'm), 6,99 -7,10 (2H, m), 7,11-7,22 (2H, m), 7,22-7,31 (1H, m), 7,38(1H, T, J=6,2 I'r).

ITpumep 482.

N-((28,35)-2-((2,3'"-mudropobudenni-3-un)metnn)- 1 -(2-ruApoKCH-2 -ME THIIIPOTIAHO I ) TUPPOJTU AN H-3 -
WJT)3TaHCyIb(QoHAMHUT.

A) T'mapoxnopun N-((2S,3S)-2-((2,3'-audropondenn-3-11)MeTrT) IMP PO INH-3 -T)3TaHC Y Tb(OHAMU 1.

K cmecu  Tper-0yTmin-(28S,3S)-2-((2,3"-mudropobudenmn-3-mm)mernn)-3-((3TIIcyIb(HOHIT ) aMUHO ) ITHP-
pomuauH-1-kapookcmnara (5,69 1) u MeOH (10 M) mpu KOMHATHOU TemnepaTtype mobasistor 4M pacTBop co-
JITHOW KHUCTOTH B dTHianeTate (35,5 mia). CMech mepeMenmBaroT Py KOMHATHOW TeMIIepaType B TEUCHHE HO-
yn. PacTBopuTeNs yoansioT B BaKyyMe M IOJIy9€HHOE TBEPAOE BEUIECTBO PACTHUPAIOT B TOPOIIOK C AHH30IPO-
MIOBEIM 3¢upoM. Ocalok coouparoT GuiIbTpaIueii, MpOMBIBAIOT TUU3OTPOIMIOBEIM dPUPOM U CyIIaT C TIOTY-
YeHUEM YKa3aHHOTO B 3arojioBke coequHeHus (4,87 r).

MC: [M+H]" 381,3.

B) N-((2S,3S)-2-((2,3"-nupropoudenun-3-mn)merun)- 1 -(2-ruapoKcu-2 -MeTHIIPONaHOWIT ) TUPPOITH I H-3 -
WIT)3TaHCyIb(QoHaAMHUT.

Cwmecy ruapoxyopuna  N-((2S,3S5)-2-((2,3"-mudropordernin-3-mum)MeTHIT) TUPPOIU JUH-3 -1 )3 TAHCYJIb-
tdonamuna (4,87 r), DIPEA (7,55 ) u TT'® (50 Mu1) mepemMenmBarOT pu KOMHATHOM Temreparype B TeucHue 30
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muH. K cycniensun npu 0°C mo karuisim 100aBisiioT 1-xmmop-2-metui-1-okconponan-2-unanerar (2,31 ) u nepe-
MEIIMBAIOT MOJYYEHHYIO CMECh ITPH yKa3aHHO TemrepaTtype B Teuenue | 4. K cmecn nobasnsror Boxy (30 mi),
2-niporranoit (10 M) m 4M BoAHBIN pacTBOp TUApOKcHaa TuTHs (14,6 MiT) M IEpeMeImuBalOT CMeCh IMTPH KOMHAT-
HOW TemmepaType B TedeHne Ho4YM. K cMmecn mo0aBisioT 4M BOAHBIN pacTBOp Tuapokcuna Jutus (4,38 m).
CMech mepeMennBaroT IPU KOMHATHOUW TeMrepaType B TedeHue 2 4. CMech pa30aBisiOT HACHIIEHHBIM PacTBO-
POM COJIH M SKCTParupyrot 3tmianeratoM. OpraHndeckuil cIol OTACISIOT, CYIIaT HaJ 0€3BOJHBIM Cyib(aToM
MarHusl ¥ KOHLIEHTPUPYIOT B BakyyMme. OCTaTOK OYHMINAIOT C TIOMOIIBIO KOJIOHOYHOM XpomaTtorpaduu Ha CHIIH-
Karene (3Tunanerar/rekcal). OCTaTOK KPHCTaUIM3YIOT U3 CMECH 3TaHOJI/BOJA ¢ TOMyYeHHUEM YKa3aHHOTO B 3a-
roJoBKe coenuneHus (4,75 T) B popme ero ruzpara.

'H SIMP (400 MTI'u, CDCl3) & 1,22 (3H, 1, J=7,2 T), 1,33-1,47 (6H, m), 1,80-2,03 (1H, m), 2,27-2,42 (1H,
M), 2,78-2,92 (2H, m), 2,96 (1H, nx, J=14,4, 5,5 T'n), 3,13 (1H, nx, J=14,4, 7,6 T'w), 3,66 (2H, ym.c), 3,90 (1H,
ymr.c), 3,94-4,06 (1H, m), 4,55 (1H, yur.c), 4,73 (1H, ymr.c), 7,04-7,11 (1H, m), 7,16-7,21 (1H, m), 7,21-7,25 (1H,
m), 7,27-7,33 (2H, m), 7,35-7,44 (2H, m).

DnemeHnTHBIM aHann3. Beramcneno mis CosHosFaN,04S-0,3H,0: C 58,53; H 6,11; N 5,94, Haiineno: C
58,42; H 6,35; N 6,00.

ITpumep 483.

N-((25,35)-1-(2-rugpoxcu-2-metrnnponanomn)-2-((2,3',5'-tpudropoudenn-3-un)MeTHI) TUppOIUAUH-3 -
WI)METaHCYTb(HOHAMUI.

Cmech ruapoxmopuaa  N-((2S,35)-2-((2,3",5"-tpudropOondeHunIn-3 - METHI ) TUPPOITUANH-3 -1 )METaH-
cynshonamunaa (8,5 r), DIPEA (13,1 t) u TT'® (81 mu1) mepeMeuBarOT Py KOMHATHON TeMIIepaType B TeUCHUE
30 mun. K cycniensun no karmmsim npu 0°C goGasnsioT 1-xsop-2-meTui- 1-okconpormnan-2-unanerat (3,99 1) u
TIEPEMEIIMBAIOT TIPH YKa3aHHOW TeMIiepatype B TedeHue Houn. K cmecu no06aBistioT Boay (53,9 M) u 4M Bon-
HBIA pacTBOp THAPOKCHUAA TUTHS (25,2 MIT) M CMeCh TMEepEMENMBAIOT TPY KOMHATHOW TEMITepaType B TeUCHHE
HO4H. CMeCh racsiT HaCBIIIEHHBIM BOJHBIM PACTBOPOM I'MIpOKapOOHaTa HATPUS M AKCTPArkupyIOT STHIIALETaTOM.
OKCTpPaKT NMPOMBIBAIOT HACKHIIIEHHBIM PAaCTBOPOM COJIM U MPOITyCKAIOT Yepe3 CIIoH cwmkarens. PactBop oun-
IIAI0T C MOMOIIBLI0 KOJIOHOYHOM Xpomarorpaduu Ha cunukaresne (NH, stunanerar/rexcan). IToxyueHHsiii mpo-
JOYKT KPHCTAJUIM3YIOT U3 CMECH 3TAaHOJ/BOJA C TOJYYEHHEM YKa3aHHOTO B 3arojioBke coexumHenus (5,27 r) B
¢dopme ruzpara.

'H SIMP (400 MT', IMCO-de) & 1,04-1,19 (6H, M), 1,90-2,07 (1H, m), 2,11-2,23 (1H, m), 2,59-2,70 (1H,
M), 2,85- 2,95 (3H, m), 2,95-3,10 (1H, m), 3,69-3,99 (3H, m), 4,50-4,68 (1H, m), 5,00 (1H, c), 7,08-7,18 (1H, m),
7,21-7,51 (6H, m).

OnemeHTHBIM aHanm3. Beraucneno mis Co4H,7F3N,OsS-1,5H,0: C 53,11; H 5,67; N 5,63. Haiineno: C
53,19; H5,65; N 5,61.

ITpumep 484.

N-((2S,3S)-1-(2-ruapokcu-2-metuipornanomn)-2-((2,3',5'-rpudTopoud eHumn-3 -un)Me T ) TUPPOTU TUH-3 -
WT)3TaHCYTB()OHAMMUT

A) I'mapoxmopun N-((2S,3S)-2-((2,3",5'-tpud TopOrdeHuII-3-1T)MEeTHI ) TP POSTHANH-3-WT)3TaHC Yy Th(pOHaAM U 1a.

K cmecu Tper-OyTmi-(28S,3S)-2-(3-06pom-2-¢propOen3un)-3-((3Tuiacynb(HOHNT)aMIHO ) THPPOTUIHH-
1-kap6okcunara (10 1), (3,5-andropdennn)ooponoBoit kucnotsr (5,09 r), Tpukammiidocdara (13,7 r), TI'D
(50 mur) m Bozer (30 mur) nobasmsitor XPhos PD G3 (0,273 r) npu koMHaTHOH Temrieparype. CMech IepeMenin-
BaroT npu 70°C B Teuenue 1 4. [lociie KOHUEHTPUPOBAHUS B BAKyYyME OCTATOK OYHILAIOT C TIOMOIIbIO KOJIOHOY-
HOM xpomarorpadun Ha cwiukarene (NH, stmnanerar/rekcan) ¢ mosydeHneM macna. K cMecH mojy4eHHOTO
Macia u stmanerara (10 M) ¢ mepemenIBaHieM IpH KOMHATHO# Temrepatype no6asisor 4M pacTtBop cousi-
HOM KHCTOTHI B aTEianeTar (53,7 mur). Crycts 18 4 peakIMoHHYI0 cMeCh KOHIICHTPUPYIOT B BaKyyMe, TBEpAOe
BEIIECTBO COOMPAIOT PMIIBTpAIMEH ¢ TIOJydeHHEM YKa3aHHOTO B 3aroyioBke coenuueHus (8,81 ).

MC: [M+H]" 399,3.

B) Tunpoxmopun N-((2S,3S)-1-(2-rugpokcu-2-metunmnpomnanounn)-2-((2,3",5'-rpudpropbudenunn-3-
WJT)METHI ) PP OJTA U H-3-WIT)dTAaHC Y Tb()OHAMHUIA.

Cmech N-((2S,35)-2-((2,3'5'-tpudTopOndeHnI-3-1T)METHI) TUPPOTHANH-3 -1 )3TancyibGoHamuaa (8,81 T),
DIPEA (7,85 r) u TT'® (100 mi1) mepeMemMBaloT py KOMHATHO# Temneparype B Teuenue 30 mun. K monyden-
HOH cycnensuu npu 0°C mo karusiM 100aBisiioT 1-xiop-2-metni-1-okconpomnan-2-mianerar (4,00 r). ITocne
HepeMeIInBaHus B TedeHne | 4 mpu KOMHATHOH TeMmeparype K cMecu pobasisiioT Boay (10 mi) u 4M BonHbIH
pacTBop ruapokcuna autus (25,3 mi). Coycts 48 u cMech racaT HachIIEHHBIM BOJHBIM PacTBOPOM THAPOKap-
OoHarta HaTpus, pa30aBIIOT STHIALETATOM, IIPOMBIBAIOT HACHIIICHHBIM PAacTBOPOM COJIM, CYIIAT HaJ 0e3BOj-
HBIM cyJb(haToM HaTpus, GUIBTPYIOT U KOHIECHTPHPYIOT B BakyyMe. OCTaTOK OYHMINAIOT C MIOMOIIBIO KOJIOHOY-
HOM Xpomartorpaduu Ha CUIUKarese (dTHIIANETAT) U KPUCTAUTM3YIOT U3 CMECH JTHJIAIEeTAT/TeKCaH C IMOTYICHH-
€M yKa3aHHOTO B 3aroJioBke coeauHenus (8,71 T).

'H SIMP (400 MI'u, CDCLy) & 1,24 (3H, t, J=7,3 T'n), 1,39 (3H, ¢), 1,41 (3H, c), 1,83-2,03 (1H, m), 2,23-
2,43 (1H, m), 2,83-2,97 (3H, m), 3,12 (1H, nox, J=14,0, 7,5 I'm), 3,58-3,76 (2H, m), 3,84 (1H, ym.c), 3,91-4,07
(1H, m), 4,45-4,63 (1H, m), 4,67-4,89 (1H, m), 6,77-6,87 (1H, m), 6,99-7,10 (2H, m), 7,16-7,22 (1H, m), 7,26-
7,30 (1H, m), 7,37-7,46 (1H, m).
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N-((28,35)-1-(2-rugpoxcu-2-merunmponanonn)-2-((2,3'S'-rpudTopor eHNII-3 -1iT) METHI ) TUPP OITH M H- 3 -
win)atancyiabdonamuy (550 Mr) KpUCTANIM3YIOT U3 CMECH JTHIIALETAT/TeKCaH C MOJIyYeHHEM yKa3aHHOTO B 3a-
rosoBke coequHeHus (400 mr).

T.au1. 139°C

ITpumep 485.

N-((2S,3S)-1-(azeruaun- 1 -mikapoonnn )-2-((2,3'-mud Top Oud HUIT-3 -1 )METHI ) ITUPPOIIM IUH-3 -1 )METaH-
cynmbhoHaAMUI.

A) I'mapoxmopun N-((2S,3S)-2-((2,3"-mudTopordeHr-3 -1 MEeTHIT ) TAPPOITA TN H-3 - 1T )METAHCYITb(hOHAMHUTA.

K cmecn Ttper-Oytun-(2S,3S)-2-((2,3"-nndropoudenni-3-mm)mernn)-3-((MeTHICYIL(OHIIT )aMHHO ) THP-
pommauH-1-kapOokcunata (1,77 r) n stmnanerara (20 i) mpu KOMHaTHOW Temmeparype nodasisiror 4M pac-
TBOP COJITHOHM KHCIIOTHI B aTHianerate (28,5 mir). CMech mepeMenBaioT Ipyd KOMHATHOH TeMIeparype B Tede-
Hue 2 4, 3ateM npu 60°C B Tedenue 1 4. [locie BemapuBaHus TBEpJOE BELIECTBO COOMPAIOT (QUIBTpALMEn C
JMH30TIPONHIIOBBIM 3()UPOM C MOJTYYCHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (1,44 r).

MC: [M+H]" 367,0.

B) (2S,35)-2-((2,3'-mudropoudenmn-3-un) MeTwn Xiopun)-3-((MeTHICYITb()OHUIT)aMUHO )ITUPPOTHINH- 1 -
KapOOHHII.

K cmecu  rumpoxmopuma  N-((2S,35)-2-((2,3'-mudTopOud eHUN-3-UI)METUI) THPPOTUIHH-3 -
nin)MerancyibhoHamuaa (492 mr), ouc(rpuxnopmeri)kapoonara (217 mr) u TT'® (6 mur) nmpu 0°C 1o6aBisioT
DIPEA (316 mr). ITocie nmepememnBanus Ipu KOMHATHOM TeMIiepatype B TedeHue 30 MUH peakIMOHHYIO0 CMeCh
KOHIICHTPUPYIOT B BakyyMme. OcTaToK pa30aBisIOT 3THIALETATOM, IPOMBIBAIOT HACHIIIIEHHBIM PAaCTBOPOM COJH
Y OYMINAIOT C MIOMOIIBIO KOJIOHOYHOH Xpomarorpadyy Ha CHIMKaresie (3TWIAleTaT/TeKcaH) ¢ MOJTydYeHHEM yKa-
3aHHOTO B 3ar0JIOBKE coeAnHEHUS (548 Mmr).

MC: [N-H] 427,2.

C) N-((2S,3S)-1-(azernaun-1-unkapooumn)-2-((2,3'-nudropobudeHmn-3-mr)MeTHI ) TUPPOITHINH-3 -
WI)METaHCYIb()OHAMHUL.

AzetunuH (209 Mr) go6aBISIOT P KOMHATHOM TEMIIepaType K nepeMmemuBaeMoit cmecu (2S,3S)-2-((2,3'-
nmudTopOoudeHIT-3 -1 )MeThN )-3-((METHIICYTb()OHUIT)aMUHO ) TUPPOTH U H- | -kapOormmxnopuna (524 mr) u TT'®
(6 mm). [Tocne mepemermmBanus B TedeHre 30 MUH PEaKIMOHHYIO CMECh KOHIIEHTPUPYIOT B BakyyMme. OcTaTok
Pa30aBIAIOT ATHIIAIIETATOM, NIPOMBIBAIOT HACHIIICHHBIM PAcTBOPOM COJIH, CYIIaT Haj O€3BOIHBIM Cyib(aTrom
HaTpus, QUIBTPYIOT U KOHLIEHTPUPYIOT B BakyyMe. [loaydeHHOE TBEpAOE BEUIECTBO KPUCTAJUIM3YIOT U3 CMECH
stunanetaT/EtOH ¢ monmydyenneM yka3aHHOTO B 3arojioBke coeaunenus (404 mr).

'H SIMP (400 MT', CDCl3) & 1,87-2,00 (1H, m), 2,09-2,32 (3H, M), 2,69 (3H, ¢), 2,91-2,99 (1H, m), 3,01-
3,10 (1H, m), 3,24-3,41(2H, m), 3,84 (2H, k8B, J=7,8 I'nm), 3,90-4,07 (3H, m), 4,53 (1H, 1, J=6,5 '), 4,68 (1H, 7,
J=6,6 Tm), 7,01-7,11 (1H, m), 7,14-7,25 (2H, m), 7,27-7,33 (2H, m), 7,35-7,46 (2H, m).

ITpumep 486.

(28,35)-2-((2,3"-nudropoudennn-3-mwr)mernn)-3-((3rrincynbpormt)aMuHo )-N, N- TMMe THIITHPPOIH M H- | -
KapOOKcaMuI.

(28,35)-2-((2,3"-nudropoudennn-3-mwr)mernn)-3-((3rrincynbpormt)aMuHo )-N, N- TMMe THIITHPPOIH AU H- | -
kapOokcamuy (200 MI) MEepeKpHUCTaUTN30BEIBAIOT U3 CMECH 3THJIANETAT/TeKCaH C IMONYYCHHEeM YKa3aHHOTO B
3aroyioBke coenuHenus (152 mr).

'H SIMP (300 MI'u, CDCl3) & 1,26 (3H, T, J=7,4 T), 1,99-2,26 (2H, M), 2,80 (6H, c), 2,81-2,96 (3H, M),
2,99-3,12 (1H, m), 3,28 (1H, nx1, J=10.,4, 8,3, 4,4 I'ny), 3,61 (1H, ar, J=10,4, 7.7 I'nm), 3,87-3,98 (1H, m), 4,44 (1H,
I, J=8,3 I'm), 4,50-4,60 (1H, m), 7,01-7,10 (1H, m), 7,12-7,19 (1H, m), 7,20-7,31 (3H, m), 7,32-7,44 (2H, m).

ITpumep 487.

(28S,3S)-3-((eTrncynbhonmn)amuH0 )-N,N-mimeTrn-2-((2,3',5'-tpud ropond e HHII-3 -FiT)METHIT ) TUPPOITHTHH- | -
KapOOKcaMuI.

(28,3S)-3-((>Tuncynsponnn)amuto)-N,N-mumetiin-2-((2,3',5'-rpud ropondeHnn-3-1a)MeTn ) TMppoIuAnH- 1 -
kapOokcamuz (137 Mr) KpUCTAUIM3YIOT W3 CMECH JTHJIALETaT/TeKCaH C MOJYyYCeHHEM YKa3aHHOTO B 3ar0JIOBKE
coenuHenus (115 mr).

'H SIMP (400 MI'u, CDCls) & 1,29 (3H, T, J=7,4 T'm), 1,99-2,10 (1H, m), 2,11-2,24 (1H, m), 2,79 (6H, c),
2,83-3,10 (4H, m), 3,23-3,34 (1H, m), 3,56-3,66 (1H, m), 3,89-3,98 (1H, m), 4,43 (1H, n, J=8,6 I'n), 4,50-4,59
(1H, m), 6,76- 6,85 (1H, m), 7,00-7,09 (2H, m), 7,12-7,21 (1H, m), 7,22-7,25 (1H, m), 7,35- 7,43 (1H, m).

ITpumep 488.

N-((2S,35)-2-((2,3'-mupropoud enmi-3-un)mMeTnn )- 1 -(2-rugp oKCcH-2 -METHITITPOTTIAHO T ) TU PP OJTA I H-3 -
WT)3TaHCYTH()OHAMUI.

Cmech N-((2S,35)-2-((2,3"-mudTopoudenmn-3-mn)metin)- | -(2-ruapoKCH-2-Me THITITPOTIAHOWIT ) ITUPPOITHIHH-3 -
nn)stancynbporamuna (1,00 r) u muuzonponmioBoro 3¢upa (15 M) mepemMemrBaoT NP KOMHATHON TeMIiepa-
Type B TedeHue 6 qaeit. Ocanok cobuparoT GuibTpanueld u CymaT ¢ IoJydeHHEeM YKa3aHHOTO B 3ar0JIOBKE CO-
enunenus (0,973 1).

'H SIMP (400 MTI'u, CDCl3) & 1,22 (3H, 1, J=7,2 T), 1,36-1,46 (6H, m), 1,80-2,03 (1H, m), 2,28-2,43 (1H,
M), 2,76-2,91 (2H, m), 2,96 (1H, nx, J=14,5, 4,6 T'n), 3,13 (1H, nx, J=14,4, 7,2 Tw), 3,66 (2H, ym.c), 3,89 (1H,
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yir.c), 3,94 -4,05 (1H, m), 4,54 (1H, ym.c), 4,73 (1H, yuc), 7,04-7,11 (1H, m), 7,16-7,21 (1H, m), 7,21-7,25
(1H, m), 7,27 -7,33 (2H, m), 7,35-7,45 (2H, m).

1.101. 89°C.

CoenuHeHHs IPUMEPOB TIPEACTABIEHBI B IPUBEIEHHBIX HIKe Tabmumax. MC B Tabiuiax o3HavyaeT 3Hayue-
HUe, GaKTHIECKH TOTydeHHOe B pe3ynbTare n3Mmepenus. Coenuuenus npuMepos 2-18, 20-23, 25, 26, 28-63, 65-
74, 77-80, 82-87, 90-92, 94-99, 102-15, 118-121, 123-177, 179-205, 207, 208, 211, 212, 215-226, 228-253, 257,
260, 263-265, 267, 268, 270-292, 295-298, 301, 302, 325-327, 329-332, 334-337, 353-361, 363, 365, 367-371,
374-376, 378-386, 388, 390-394, 396-398, 400, 401, 403, 405, 406, 408-416, 418-420, 422, 425-427, 429, 430,
432-434, 436, 438, 440, 442-449, 451-455, 458, 461, 464, 465, 468-470, 472, 473, 478 u 481 B mpUBEICHHBIX
HIDKE TaOJHIIaX TOJYYEHBI B COOTBETCTBHH CO CIIOCOOAMM, ONMMCAHHBIMH B YKa3aHHBIX BBIIIC MPUMEpax, WA
AHAJIOTUYHBIMU CIIOCOOAMU.

Tabiuma 1-1

JonoHUTEILHBIH
MNPUMEP HA3BAHUE IO HIOMMAK Crpykrypa MC
KOMIOHEHT

0.0
uuc-2-(3-bensunGensun)-N-3Tus-3- (> HN‘.S\
1 ((MeTucynbdoHMI) A o 430,3
o]

aMUHO)UNepuanH- 1 -kapOokcaMuy

urc-N-arun-2-(3-(3-
5 MeTHIIOeH31IT)0eH3MIT)-3-

4442
((MeTHICY Tb(OHNIT)AMHHO)
nunepuanH- 1 -kapbokcamun
ric-2-(budenmn-3-mnmertin)-N-3 -
3 3-((meTucy nbGOHIT) 416,1

aMUHO)UIepuAnH- 1 -kapOokcaMuy

tmc-N-sTn-2-(3-(2-
4 MeTHIOEH3 M )OeH3MT)-3- ¢ ,‘,f‘st 444.2
((MeTuncynbGOHUIT)aMIHO)
munepuanH- 1-kapOokcamusg

rparc-N-31Hi-2-(3-(2-
5 MeTUIOEH3MIT)OeH3 1 )-3 - 142 2
((MeTuCcy b OHMIT)aMHHO) ’

munepuanH-1-xkapbokcamug

rparc-2-(budenmn-3-mnmerwn)-N- & ) °8
6 b THN-3-((MeTHICY Th( OHMIT) "L “416,1
amuHO)IMnepunnH- 1 -kapookcaMus

1pc-2-(3 -(LIMKIOreKCHIIOKCH)
7 Ger3in)-N-3Tut-3- 438.1
((MeTucy b OHUIT)aMHHO)

nunepuauH- 1 -kapOokcamun

uuc-N-stun-2-(3-(4-
3 MeTUNOeH3UN)0eH3MI)-3 - 4442
((MeTHIICY Tb(OHIIT)AMHHO) '

munepuanH-1-kapOokcamug

(2S,38)-2-(0udenun-3-uamernn)-N-

9 BTHI-3-((METHICY b OHMIT) 416,1

AMHHO) U IePU/IHH- | -kapOokcaMuz

c-N-3TH-3-
10 ((MeTucy nb(OHMIT)aAMHUHO)-2- 4301
(3-theHOKCHOEH3MIT) '

munepuanH- 1 -kapOboxkcamus
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Tabmuma 1-2

MPUMEP| HA3BAHWE MO UIOMAK Crpyicrypa | \CMOMHHTRIBHBIH] )

KOMIIOHEHT

Meruin-uuc-2-(budenun-3-
11 viMeTHI)-3-((MeTnncy Tb( OHIT) 403,1

AMUHO) U IIEPUIHH- | -kapOOKCHIIAT

rpaHc-N-31un-2-((3’-
(bropOupeHnn-3-m)mMeTn)-3-

12
((MeTHICY TB(OHIIT)aMHHO)

434,1

nunepuanH- 1 -kapOoxkcaMuz

tuc-N-o1iin-2-((3’ -gropbudenun-

13 3-mn)mMernn)-3- 34,1

((MeTUIICY Tb( OHILIT)aMHHO)
nunepuanH- 1 -kapOokcaMus

Mertmi-tuc-2-((3’-dpropbudennn-3-

T)METHI)-3-

14 421,1

((MeTHICY NB(OHIIT)aMHHO)
nunepuanH-1-kapdokcunar

tic-N-oTi-2-((2° -propoudenu-
3-mm)mern)-3-
((MeTHIICY Tb( OHILIT)aMITHO)
nunepuanH- 1 -kapOokcaMus
rpanc-N-atui-2-((2’-
(bropbudeni-3-mn)meTin)-3-
((MeTHIICY Tb( OHILIT)aMITHO)
rmnepuant-1-xkapOokcaMug

15 434,1

16 434,1

Cc-N-5THII-3-

((MeTuicy b OHMIT)aMUHO)-2-(3-
17 ((TPUU30NPONUIICUITIT) 512,3
OKCH)OSH3MI ) TUNepHaTH- 1 -

KapOoKcaMun

Merui-tuc-2-((2’-propbud ern-3- “7

18 WUT)METHT)-3- S 211

((MeTHIICY 16 OHUIT)aMHHO) Lo
nuepuanH- 1 -kapooKcuaT

rpeT-byTun-uc-2-(6udenni-3-
19 vmeTin)-3-((MeTuicy b OHuMI) 4431

AMITHO ) TUIepUIUH-1-kapOokcuiar

Merui-uc-2-((4’-propbudennn-3-

20 WUT)METHT)-3- 211

((MeTnICy 16 OHUIT)AMHHO)

nunepuanH-1-kapOokcunar
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Tabiuuma 1-3

NPHMEP| HA3BAHHE IO HIOMAK Crpykrypa [[OTOTHHTRIBHEI )

KOMIIOHEHT

Mertuin-uuc-2-((2’-merundudenun-3-

21 T)MeTH)-3- 17,1

((MeTHIICY T OHUIT)aMHHO)
munepuanH-1-kapObokcunar

IN-(uuc-1-anerun-2-(6udernn-3-
22 MITMETHT)TUTIePUINH-3 - 387,1

T)MeTaHCy IbpOHAMHK

Metun-1iuc-2-((3’-metuioudenun-3-
23 ) MeT)-3-((MeTHIICY TbhOHMI) 417,1

amMuHO)MUNepuaAnH-1-kapbokcunar

Mertui-uuc-2-(3-ftonbensun)-3-
24 ((MeTHIICY 1b( OHUIT)aMHHO) 452,8

munepuanH-1-kapObokcunar

Mertun-uvc-3-((mMeTuncyabhoHmIT)
25 aMHHO)-2-(3-(mupuanH-3-1) 404,0

OeH3IwT)IunepuuH- 1-kapbokcunar

Metun-unc-2-((4’-meroxkcubud eHuI-

3- -3-
2% HJT)METILT) 4330

((MeTHIICY 16 OHUIT)aMHHO)
munepuanH-1-kapOookcunar

MeTtu-tuc-3-((MeTuncy bhoHwmI)

27 aMuHO)-2-(3-(mupponauans-1- 596.2

W1)OeH3UI)TUnepuauH-1-

KapOokcuar

MeTtun-unc-3-((Metnncy abhoHm)
28 amnHo)-2-(3-(mupuauH-2-1) 404,1

Gensun)nunepuauH- 1 -kapOokcunar

Dtin-unc-2-(6udennn-3-unmernn)-3-

29 ((MeTwICY IbGOHIIT) 417,1

AaMUHO ) rUTIepuIrH- 1 -kapOoKkcuIaT

eic-N-atu-2-((4’ -¢propbudernn-3-

3
30 [POMeTnn) 434,1

((MeTHICY Tb(hOHUIT)aMHHO)

nunepuanH- 1-kapookcamun
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Tabmuma 1-4

OPAMEP| HA3BAHUE IO UIOIAK Crpyxrypa  [\OTOTHMTEIBHBIR

KOMITIOHEHT

IMetu-tuc-2-((2’-meTorcubug eHuI-
3-rum)MeTnn)-3-

((MeTHIICY B OHMIT)aMHHO)
munepunnH- 1-kapOokcunar

31 433,0

Merun-tuc-2-((3’-merokcubug enun-
3-mm)mernin)-3-
((MeTnCy b OHIIT)aMHHO)
munepuaus-1-xkapOokcunar

rc-N-otun-2-((2°-

13 METOKCHOU(EHHIT-3-1IT)MEeTHIT)-3- 446.1

((MeTHIICY B OHMIT)aMHHO)
rmnepunuH-1-xkapookcaMug

tc-N-atun-2-((3°-

14 METOKCHOU(EHHII-3-1IT)MEeTHIT)-3- 146.1

((MeTHIICY B OHMIT)AMHHO)
nunepuauH-1-xapOokcaMug

LC-N-3THIT-3-

((MeTuncynbdoHmnI)amuHo)-2-((4’-
35 (TpudTopmernn)oudenmn-3- 484,0
VUT)ME T ) TUIepUuAnH- 1 -

KapOOKCaMu

pic-N-31un-2-((2° -merundudennn-3-
WUT)METHIT)-3-
((MeTuICy Nb() OHIIT)aMITHO)
mumepuanH-1-xkapOokcaMug

36 430,1

Mertu-tinc-3-((mMeTricy b OHIIT)

37 amuHO)-2-((6-pennnnupuanH-2- 1041

VLT)METHI ) TAIepUAnH-1 -
KapOOKcHIIaT

S1un-unc-3-((MeTHicy IbGOHMI)

13 aMiHO)-2-((6-heHuTnupuaH-2- 4181

V1) METIUT) TUIEPHINH- 1 -
KapOoKkcHIaT

Lc-N-3Tui-3-
((MeTucynbdonmT)aMuno)-2-((6-
39 (beHmIUpHanH-2- 417,1
PUT)METHI)TIATIe PUANH- 1 -
KapOOKCaMuz

Mertwu-uunc-2-((4-propoudenni-3-
WT)METHIT)-3-

((MeTHIICY TB(OHIIT)aMHHO)
munepuans-1-kapOokcunar

40 421,1

-4 -



043368

Tabuuma 1-5

MPUMEP| HA3BAHME MO MIONAK Crpyxrypa  |[\COTHHTEABHBIR| )

KOMIIOHEHT

Metun-uc-2-((6-$pTopoudennn-3-

41 n)Metnn)-3- 111

((MeTHIICY Tb( OHUIT)aMHHO)
nunepuani-1-kapOokcuIaT

Oru-uc-2-((6-¢propoudernn-3-
T)METIIT)-3-
((MeTHIICY T OHUIT)aMHHO)
munepuanH-1-kapbokcunar

42

IN-(1uc-2-(6udenun-2-
43 MUTMETHIT ) TUTIEPUIHH-3 - HCI1 345,0

w)MeTaHcy b onamun

MeTun-nuc-3-
((meTuncy b onm)aMuHO)-2-(3-
(TpudTOpMETILT)OCH3 M)
nunepuanH-1-kapOoxeumar

44 395,1

[Tpormui-1uc-2-(budennn-3-
45 uimeTin)-3 -((MeTUICy b OHIT) 431,1

AMHHO)UIepUaAnH-1-kapOokcumar

byTun-tpc-2-(6ndenun-3-
46 rimeTin)-3 -((MeTHICy Ib(QOHIT) 4451

AMIHO)TIIepUANH- 1 -kapOoKcHIaT

2-MetokcusTHI-1uc-2-(0udenn-3-
MIMETHIT)-3-

((MeTuCy 16 OHIIT)aMHHO)
munepuanH-1-kapbokcunar

47 447.0

2,2-Tucdropatin-uuc-2-(6udenm-

3- 3-
43 HJIMETHIT) 511

((MeTHIICY T OHMIT)aMHHO)
munepuauH-1-kapOokcunat

2,2,2-TpudropaTui-rc-2-
(Oudenun-3-unmernn)-3-

((MeTuCy 16 OHIIT)aMHHO)
munepuanH-1-kapbokcunar

49 469,0

H3omporm-ruc-2-(oudennn-3-
50 IMETIT)-3 -((METHIICY b OHIIT) 431,1

AMUHO)UNepuaAnH-1-kapbokcunar

-75 -
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Tabmuma 1-6

[IPHMEP| HA3BAHHE I10 HIOIAK Crpyxrypa  |[\OMOAHHTEIABHBI )

KOMIIOHEHT

1,1,1-TpudTopnponan-2-ui-nuc-
2-(6udennn-3-uameru)-3-
((MeTHIICY Tb( OHILT)aMHHO)
munepuanH-1-kapOokcunar

51 483,0

Metun-tmc-2-((4’-

(nudTopmeTnn)oudermn-3-
52 VT)METHIT)-3- 453,0
((MeTHIICY Tb( OHILT)AMHHO)

munepuanH-1-kapOokcunar

Merun-unc-2-(3-(1-metun-1H-

53 MHIA301-5-1m1)0eH3I)-3 - 457.1

((MeTHIICY TB(OHIIT)AMHHO)
nunepuanH- 1-kapOokcunar

MeTui-nuc-3-

54 ((MeTHIICY TB() OHIIT)aMUHO)- 353.0

2-(3-BuHUAOEH3M)
nunepuanH- 1-kapOokcunar

IMeTHI-uc-3-
((MeTuncynpdoHmT)aMUH0)-2-(3-
(ipori-1-eH-2-11)GeH3 1)
nunepuanH- 1 -kapOokcHIaT

N
wn

367,1

Mertmi-unc-2-(3-(1uuknonexT-1-

56 eH-1-mn)0en3mn)-3- 393,1

((MeTHIICY TB( OHMIT)aMHUHO)
nunepuanH- 1 -kapOokcHIaT

MeTtun-unc-2-(3-(unkiorexc-1-

57 eH-1-mm)0en3mn)-3- 407,1

((MeTHIICY b OHIIT)aMHUHO)
munepuanH-1-kapOokcuaaT

Metun-tmc-2-((2-propoudenun-

53 3-mm)mernin)-3- 4210

((MeTwIICY TBOHMIT)aMHUHO)
nunepuanH-1-kapOookcHIarT

Dtun-umc-2-((2-propbudennn-3-

59 WT)METHI)-3- 435.1

((MeTHIICY b OHIIT)aMHUHO)

nunepuanH-1-kapookcunaT

Mertui-uuc-2-(3-uuknodensun)-3-
60 ((MeTunCy b OHILT)aMHHO) 381,1

munepuanH-1-kapOokcuaT

Tabmuma 1-7

MPHUMEP| HA3BAHUE IO HIONIAK Crpykrypa  [OmOmHTeaBHbIR|

KOMITOHEHT

Metun-nuc-2-(6udennn-3-
nMeTI)-3-

61 389,1

((MeTnICy Tb(OHILT)aMIHO)
upponuauH-1-kapbokcunar

-76 -
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62

c-N-3Tui-3-
((MeTHIICY B OHIT)aMHUHO)-2-(2-
(herokcnbeH3 ) munepuanH-1-
KapOokcamuzg

432,1

63

c-N-oTui-3-
((MeTwiICY b OHMIT)aMHUHO)-2-(4-
(beHokcubeH3un)nunepuauH-1-
KapOokcamuz

432,0

64

M3onponui-uuc-3-

((MeTucy nbdonnT)amMuH0)-2-((6-
(benunnmupuanH-2-

WIT)METHIT) TUIePUIUH-1 -
KapOokcuiaT

432,1

65

OTuia-umuc-3-
((meTuscynbdonun)ammno)-2-((5-
(beHmImUpHINH-3-
LLT)METU ) ITANepUAUH- 1 -
KapOoKkcHIaT

418,1

66

M3onponui-uuc-3-
((MeTmicynpdonmn)amMuno)-2-((5-
bernnmupuanH-3-

V1) METHIT) [TUIepUAH- 1 -
KapOOKCHIaT

432,1

67

Stun-uuc-2-(3-xa0p-2-
bTopOersm)-3-

((MeTHIICY TB(OHIIT)AMUHO)
munepunuH-1-kapOokcunar

68

Merunn-tnc-2-((6-metnnbudenun-
3-mm)mernn)-3-
((MeTUICY Tb( OHILIT)AMHHO)
munepunun-1-kapOokcunar

417,2

69

MeTtun-uunc-2-((5-metundudennn-
3-mm)meTn)-3-

((MeTHIICY TB(OHIIT)AMHUHO)
nunepuans- 1-kapOokcunar

417,2

70

STr-muc-3-
((MeTuncynpdonmT)aMuno)-2-((2-
benmmupuanH-4-
VLT)METHIT)THIIePUINH- 1 -
KkapOokcuiaT

418,1

-77 -
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Tabuuma 1-8

[PUMEP| HA3BAHHE I10 HIOIIAK Crpyicrypa | \COMHHTABHBIA|

KOMIIOHEHT

[M3onponui-uuc-3-

((MeTmncy nbgponmT)aMuHO )-2-((2-
71 bernnmupuanH-4- 432,1
WJT)METHI) TUNepUanH- 1 -

KapOOKCHIIAT

c-N-o5Tui-3-

((MeTuncynsdonum)amuno)-2-((2-
72 benunmupuanH-4- 417,2
VLT)ME T ) TUNePUANH-1 -

KapOOKCaMuz

[M3onponui-muc-3-

7 ((MeTHICY NB(OHMT)aMUHO)-2-(2- 1452

(beroxcubeH3IT ) UepUIHH- 1 -
kapboxcuiaat

M3onponun-uuc-2-(6udenn-3-

74 nmeTin)-3-((MeTicy b OHMIT) 17,1

AMHUHO)IUPPOIHANH-1 -
KapOOKCHIIAT

OTi-nuc-2-(6udennn-3-
nnmerin)-3-
((MeTuICy b OHILT)aMHIHO)
mpponuanH-1-kapbokcunar

75 403,1

[M3onponui-iue-3-
((MeTuncynbpoHuI)aMUHO)-2-((6-
beHUIUpHANH-2-

70 WT)METHIT) [TUITePUIUH- | -
KapOOKCHIIAT (OMITHYECKHUit

H3omep)

Mertun-uuc-2-(3-

77 LIHKJIOTIPOTTIIOEH31IT)-3 - 367,1

((MeTHIICY (D OHIIT)aMUHO)
nunepuanH-1-kapookcunar

M3onponui-unc-2-(aqubenso[ b,

d]dypan-

78 4-nnmerm)-3- 4432
((MeTnnCy nb(hOHIIT)aMHUHO)

nunepuanH- 1 -kapbokcuIat

ITporua-uuc2-(6upenun-3-

3.
79 [meTHT) 417,2

((MeTuCy b OHILT)aMIHO)
MUppoIUANH-1-kapOokcHIaT

panc-2-(budennn-3-mimerin)-N-

3-
go [ 402,0

((MeTuICy Tb(OHIIT)aMUHO)

upponuanH-1-kapbokcunar

-78 -
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Tabmuma 1-9

[PHMEP| HA3BAHHE I10 HIOIIAK Crpyicrypa | \CMOTHHTENBHBIH

KOMIIOHEHT

IN-(tprc-2-(Gubermn-3- )
81 WITMETIT ) TUPPOTIUANH-3 - O wn-50 331,0
WT)MeTaHCy Jibh OHAMHEL

IM3onponun-uuc-3-

((MeTuncynbgpoHmI)aMuHO)-2-((6-
82 (npon-1-en-2-um) 396,2
THPUANH-2-HJT)METHIT)

nunepuanH-1-kapookcuIaT

IM3onponun-umc-2-((6-

%3 M30MPOMUITHPUUH-2-1]T) 398,1

MeTiT)-3 -((MeTucy b OHIIT)

amuHO)nnepunuH-1-kapbokcunart

IM3onponun-umc-3-
((mMeTuncynedonmn)amuno)-2-((4- P, 9.0
84 bermn-1H-niupason-1- T 421,1
WT)METHIT ) TUIIePUIUH- 1 - \ro N
KapOoKcHIaT

Mertun-unc-2-(aubenso[b, d]

bypan-4-unmerwi)-3-

85 417,0

((MeTHIICY Tb(OHNIT)aMHHO)
munepuans- 1-kapbokcunar

MeTtun-uc-3-

%6 ((MeTwCy nb(oHIT)aMuHO)-2-(1- 377,0

HaTHIMETHI)TUIIepUIHH-1 -

KapOOKCHIIAT

M3onponun-uuc-2-(3-

87 n30npOnMIOeH3m)-3- 3951

((MeTHIICY TBb(OHIIT)aMHHO)

munepuanH-1-kapbokcunat

rpeT-ByTun-uuc-3- Q_
((MeTuncynedonmn)amuno)-2-((2- -3 00

N3 s
88  |penmn-1,3-Tnazon-4- i 452,0
WJT)METHI)TUIIePUAHH-1 - o._N
AR

KapOokcunar

Hsonpomnun-iuc-3- Q
((MeTuncynbghoHmIT)aMuHO)-2-((2- 8 oe

80  |pemmr-1,3-Tnazon-4- Gl 438,1
WT)METHIT ) TUIIePUIUH- 1 - o N

KapOoKCcHIaT T o

DTHII-11HC-3-

((MeTmcynbdonmn)amuno)-2-((2- @373 00

90  |pernn-1,3-Trazon-4- ﬁ%é ~ 4240
1) METIUT ) TUTePHINH- 1 - NULNE

kapOokcunar °

-79 -
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Tabmuma 1-10

IIPUMEP

HA3BAHMUE IO HIONMAK

Crpykrypa

OMOJTHHTEIbHbIH
A MC
KOMIOHEHT

91

MeTun-tuc-2-((4-metunoudeHu-
3-rum)MeTnn)-3-

((MeTHIICY Tb( OHILT)AMHUHO)
unepuanH- 1 -kapOokcuIaT

417,0

92

IN-(umc-2-(6ueHns-3-uameTH)-
1-nponuoHMUIMUNePUANH-3-1T)
MeTaHCy b OHAMUT

401,1

IN-(1mc-2-(6udenus-3-unmern)-
1-(uuKIONPONUIKapOOHIIT)
MUMepUaAnH-3-1)
MeTaHCyJIb(hOHAMIT

413,2

94

IN-(1uc-2-(Gudenus-3-unamMeTi)-
1-2.2-

U TOPIPONA HOW ) TUIIEPHANH-3 -
HT)MeTaHCy Ib)OHAMHUT

437,1

95

IN-(umc-2-(6ueHn-3-uamMeTH)-
1-u300y THpHIIIUIIEPUANH-3-
V1) METaHCY b OHAMH

415,1

96

Mzonponmn-nmc-2-((6-(3-
(bTopdeHmT ) TUpUANH-2-1J1)
MeTw)-3-((MeTHIICY b OHILT)
amuHO)MnepunnH- 1 -kapOokcuaT

450,1

97

M3onponmi-muc-2-((6-(2-
bropbennn)nupuany-2-
WIT)METHI)-3-
((MeTuncynb¢GOHUIT)aMIHO)
munepuanH-1-kapbokcunar

450,1

98

[M3onponun-nuc-2-((6-(2,3-
g ropd eI ) MupUInH-2-
WUT)METHIT)-3-

((MeTuCy b OHIIT)aMHHO)
munepuanH-1-kapdokcunart

468, 1

99

[M3onpormmn-nuc-2-((6-(3,5-
muropbennn)mupuanH-2-
JT)METHIT)-3-

((MeTucy 1bGOHUIT)aMUHO)
nunepuauH-1-kapookcunar

468.,2

100

M3onponmn-uuc-2-((6-(2,5-
nudropdeHnT) THpUANH-2-
JT)METIT)-3-

((MeTucy b OHIIT)aMHHO)

nunepuauH-1-kapookcunar

468,2

-80 -
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Tabmuma 1-11

MPUMEP| HA3BAHME 10 HIOTIAK JlomoMHHTeALHBIH )

KOMIIOHEHT

Otin-(285,35)-2-(6udpennn-3-
uMeTun)-3-

101 ((MeTuICY b OHIIT)aMIHO) 403,1
nuppoauanH-1-kapbokcunar

(onrTuyeckuii u30Mep)

by Tun-tuc-2-(6udenun-3-

3
jop  [pveri) 431,0

((MeTuICY b OHIIT)aAMIHO)
MUPPOIUANH-1-kapOokcunaT

2-MetokcusTui-Luc-2-(6udennn-

3- 3.
jo3  [meri) 433,0

((MeTuICY b OHIIT)aMIHO)
MUppoIUAnH-1-kapOokcunaT

2,2-IndropaTun-nuc-2-

104 (6udennn-3-mnmermn)-3- 437.0

((MeTHCy B OHIIT)aMHUHO)
muppoauauH- 1 -kapbokcuar

2,2,2-TpudTopaTHI-1IUC-2-

105 (Ondenun-3-unmern)-3- 455.0

((MeTHIICY Tb( OHILIT)aMHUHO)
muppoauanH-1-kapbokcunar

BTOp-byTHI-1IMC-2-(OUudenmn-3-

3.
jo  [mmeri) 4201

((MeTHIICY () OHUIT)aMHHO)
upponuanH-1-kapOokcunar

N300y Tia-111C-2-(6udennn-3-

MITMETHT)-3 -

107 431,0

((MeTnCy b OHIIT)aMHIHO)
MUPPOIUANH-1-kapOoKcHIaT

IMuknonponun-uuc-2-(6up eHun-3-

3-
Jog  [Emmeri) 415.,0

((MeTHIICY Tb( OHILT)AMHIHO)
upponuanH-1-kapookcunar

Iuk 00y THI-1HCc-2-(budernn-3-
IMeT)-3-

((MeTHIICY Tb( OHILT)AMHIHO)
MUppONHaKH-1-kapOoKcHIaT

109 429,0

3,3-Audropuuknody THia-1uuc-2-
(Oudenun-3-unmern)-3-
((MeTHICY b OHIIT)aMHUHO)
mupponuauH-1-kapOokcuaT

110 465,0

- 81 -
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Tabmuma 1-12

IPUMEP| HA3BAHHE IO HIOIAK Crpyscrypa | VOMOTHHTEIBHBI] p

KOMIIOHEHT

[ukroneHTHI-IUC-2-(0nd eHmn-3-
niMeTi)-3-

111
((MeTuncynbGOHUIT)aMIHO)

441,0

mupponuauH-1-kapookeunar

[LlykI0mponuIMeTUI-1uc-2-

112 (Oudenun-3-mnmerwn)-3- 4290

((MeTuncynbGOHUIT)aMUHO)

mupponuauH-1-kapookeunar Dw-o‘tg

(1-MeTunLuKIOnpOnuI)MeTHII- O o o
pic-2-(0udeHm-3-uimerui)-3- m"'a"\
113 441,0
((MeTHIICY Tb(OHNIT)AMHHO)

MUppOIUANH-1-kapOoKcHuIaT

(1-DTOPLUKIONPOITHIT)METHII-

114 Luc-2-(Oudennn-3-unmerun)-3- 1452

((MeTuncy nbg OHIIT)aMIHO)
mupponuanH-1-kapbokcunar

I{pK 100y THIMETHII-LIC-2-

115 (Oudenunn-3-unmernin)-3- 441.0

((MeTHICY Tb(OHNIT)aMHUHO)
mupponuanH-1-kapbokcunar

[M3onponmi-me-2-((2°,3°-

116 muropbud erm-3-mwi)merin)-3- 1672

((MeTucy b OHIIT)aMHHO)
nunepuanH-1-kapOokcuiIaT

M3onponmi-uuc-2-(3-onbeH3mi)-
117 3B-((meruncyabhoHUIT)aMHHO) 478,9

nunepuanH-1-kapookcuIaT

IN-(1uic-2-(OndeHmT-3-HImMe T )-
1-(oudropaneri)

118
munepuauH-3-1)

423,1

MeTaHCY Ib(hOHAMU

M3onponun-uuc-2-(3-

119 (IUMETHIIAMHHO)O€H31IT)-3 - 5981

((MeTHICY T OHIIT)aMHHO)
munepuans-1-kapOokcunar

IN-(1mc-2-(6udennn-3-unmerun)-
1-((1-
120 |propuuknonponu)kapOOHMI) 431,1

MUIepUINH-3- 1)

MeTaHCYJIb(hOHAMIT

-82 -
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Tabmuma 1-13

HPUMEP

HA3BAHHE I10 HIOITAK

CTpykrypa

KOMIIOHEHT

JonoTHUTEIbHBIH

MC

121

M3onponui-uuc-3-
((MeTmiCyIbd OHMIT)aMUHO )-2-(2-
Ha( TUIMETIT)TUNePUANH-1 -
kapOokcunar

403,1

122

M3onponui-nuc-3-

((MeTwiICyIbG OHMIT)aMHHO)-2-((3-
benun-1H-nupazon-1-

WIT)METHJ) TUIIePUINH-1 -
kapbokcuaar

421,1

BTOp-By THII-1IH1C-2-(OHrdenu-3-
WIIMETHIT)-3-
((MeTHIICY B OHUIT)AMHHO)
nunepuanH-1-kapobokcunar

124

3-MetunOyran-2-mi-uuc-2-
(Oudenunn-3-unmermn)-3-

((MeTuICY Tb(OHIIT)aMHUHO)
nunepuanH-1-kapOokcunar

4571

125

300y THn-11c-2-(0ud)ennn-3-
MIIMETHIT)-3-
((MeTHIICY b OHMIT)aMHHO)
munepuanH-1-xkapOokcunaT

445.,0

126

uknonponun-uuc-2-(6udennn-3-
WIIMETI)-3 -

((MeTHICY TB(OHILT)aMIHO)
nunepuanH-1-kapbokcunar

429, 1

127

uk o6y TrI-muc-2-(6ud eHmn-3-
MIIMETHI)-3-

((MeTHIICY TbGOHKIT)aMHUHO)
nunepunus-1-kapOokcumaT

128

3,3-TudTopLuKI00y THI-LMC-2-
(Oudennn-3-unmernn)-3-
((MeTHIICY b OHKIT)aMHUHO)
munepuanH-1-xkapOokcunaT

477,0

129

[uknonenTui-uc-2-(6udennn-3-
wmeTnn)-3-((Metuncy ibGoHuMIT)
AMIHO ) THTepUArH- 1 -KapOokcHaT

455,0

130

[uknorexcui-uuc-2-(oudeHn-3-
WIMEeTHI)-3-
((MeTuICY B¢ OHIT)aMIHO)
nunepunut-1-kapOokcuIaT

469,0

Tabmuma 1-14

HHPUMEP

HA3BAHHE IO HIOIAK

JlonoHUTEIbHBIH
KOMIOHEHT

MC

131

1-MeTunuuKIonponuI-1uuc-2-
(Oubennn-3-mwimerun)-3-
((MeTuiCy Nb(HOHMIT)aMUHO)
nunepuanH-1-kapOokcunar

441,0

-83-
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Oxceran-3-mn-unc-2-(6udennn-3-

3-
13 [Pvern) 445.0

((MeTunCy Ib(GOHMUIT)aMUHO)
mnepuaiH- 1 -kapbokcuaat

Terparunpodypan-3-un-uuc-2-

133 (Ondenun-3-unmerun)-3- 459.0

((MeTuncyibGoHIIT)aMUHO)
rmunepuanH-1-kapOokcunar

Terparunpo-2H-nupan-4-un-1pc-

134 2-(6udernn-3-unmernn)-3- 4710

((MeTunCy Ib(GOHMUIT)aMUHO)
mnepuaiH- 1 -kapbokcuIat

Terparunpo-2H-nupan-3-un-muc-
2-(6uderm-3-mimern)-3- 473.0
((MeTuncyibGOHIIT)aMUHO) ’

munepuaiH- 1 -kapookcuat

(LMK IONIP ONMMIAMETUII-LIUC-2-
136 (Oudennn-3-mamerni)-3-
((MeTunCy Ib(GOHKUIT)aMUHO)

runepans- 1 -kapOokcunar

(1-MeTunmKIOnpOnuI)METHII-

137 Lvic-2-(0udernn-3-uamernin)-3- 4570

((MeTuncyibGOoHIIT)aMUHO)
runepuanH- 1 -kapOokcuiaT

(1-PTOPUUKIONPOIIIT)METHII-

138 ic-2-(6udenmn-3-unmern)-3- 459.0

((MeTuncybGOoHIIT)aMUHO)
munepuauH- 1 -kapOokcunar

(2,2-Tud TopUuKIOnpOIIIT)
MeTu-unc-2-(6udenn-3-

139 [unmerun)-3- 477,0

((MeTHICY Tb( OHMIT)aMHHO)
mnepuarH- 1 -kapbokcumar

[yxno0y THIMeTHII-LHC-2-

140 (6udenn-3-mimern)-3- 455,0

((MeTuncyibGoHIIT)aMUHO)

munepuaH- 1 -kapOokcuat
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043368

Tabmuma 1-15

IPIMEP| HA3BAHHE IO HIOIAK Crpykrypa  [[\CMOTHHTEALHBIR| )

KOMIIOHEHT

LMK TOTIE HTUIMETHIT-LIAC-2-
(Oudenun-3-unmern)-3-

((MeTHIICY 16 OHUIT)aMHHO)
nunepuanH-1-kapOokcumar

141 469,0

OxceTan-2-MIMeTHII-LIUC-2-
(Oudenmn-3-unmernin)-3-

((MeTunCy 16 OHMIT)aMHUHO)
munepuauH- 1-kapOokcuar

142 458,9

OxceTaH-3-HIMETHII-IAC-2-

53 (Ot enmn-3-uamernn)-3- 459,0

((MeTHIICY 16 OHMIT)aMHHO)
munepuann-1-kapOokcunaT

TerparuapodypaH-2-UIMETHI-
Luic-2-(OudeHun-3 -mMeTn)-3-
((MeTHIICY 1B OHMIT)aMHHO)
munepuanH-1-kapbokcunar

144 473,0

Dennn-uuc-2-(Oudennn-3-

145 IMETHIT)-3- 165.0

((MeTHIICY T OHMIT)aMHHO)
munepuanH-1-kapbokcunar

bensui-unc-2-(6udenmn-3-
MIIMETHIT)-3-

((MeTuCy 1b(h OHIIT)aMHHO)
runepuanH-1-kapOoKCcHIaT

146 477,0

Oru-tuc-2-((4-¢propord ernn-3-
WT)MeTHI)-3-
((MeTuCy 1b(h OHIIT)aMHHO)
MUTEpHINH- 1 -kapOOKCHIIaT

147 435,1

STun-unc-2-(3-6pom-4-
bTopGensmin)-3-
((MeTuCy b OHIIT)aMHIHO)
munepuanH-1-kapbokcunar

148 436,9

Merui-uuc-2-((5-propoudennn-

149 3-um)mernn)-3- 211

((MeTHIICY Tb(OHMIT)aMHHO)
munepuaun-1-kapOokcunar

Minpoxnopun N-(uumc-2-((6-
(bropoudenun-3-

VT) METHIT) THIePUANH-3 -

M )MeTaHCy b OHaMHA

150 HCl1 363,0
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043368

Tabmuuma 1-16

NPUMEP| HA3BAHME ITO HIOTIAK Crpykrypa |/ \COTHHTCABHBIR| )

KOMITIOHEHT

tpc-N-otui-2-((3°-

151 MeTHIOU(eHII-3 -1T)MeTIIT)-3- 430, 1

((MeTuncynbGOHUIT)aMIHO)

munepuanH-1-kapOokcaMug

MeTui-nuc-3-
((MeTmCy nbdOHMT)aMHHO)-2-((4- ~ 00,0
152 |penmnnmpunns-2- 404,1
HJT)METHIT)TUIepUAnH-1- ,‘:‘Er“
KapOOKCHIIAT

OTHII-1UC-3-

((MeTuncynbdonnn)ammHo)-2-((4-
153 |penmnmupunun-2- 418,1
WJT)METHII)TUIIEePUAHH- 1 -

KapOoKkcHIaT

c-N-3THII-3 -
((meTuncynbdonm)amMuno)-2-((4-
154  |benunnmupunus-2- 417,1

WUT)METHIT) TUIePUIHH- 1 -

KapOoKkcaMun

Merui-unc-2-((4’-

155 MeTHIOU(eHII-3 -1T)MeTIIT)-3- 417,1

((MeTuncynbGOHUIT)aMIHO)
munepuanH-1-kapdoxcunat

MeTtun-uuc-3-

((MeTHICY TbOOHNIT)AMHHO)-2-
156 |((2’-(tpudTopmernn)oudenun-3-
WJT)METHI)TUIepUAHH-1 -

471,0

KapOokcHIaT

MeTun-nuc-3-

((MeTuCcy b OHIIT)aMHUHO)-2-
157 [((3’-(tpudropmerin)oudenni-3-
V1) METIUT ) TUepHaUH- 1 -

470,9

KapOokcunar

MeTun-nuc-3-

158 ((mMeTmcy nbgponmT)aMuHO )-2-(3- 4040

(nupuauH-4-1n)0eH3 )
rurnepuauH- 1 -kapOookcuar

MeTun-muc-3-

150 ((MeTuncynedonmn)aMuno)-2-(3- 1070

(3-TreHu)OeH3 1)
unepuanH-1-kapOokcuIaT

MeTu-1uc-3-

160 ((mMeTmicy nbgponmT)aMuHO )-2-(3- 409,1

(2-TneHu)OeH3 1)

unepuanH-1-kapOokcHIaT
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043368

Tabmuma 1-17

NPHMEP| HA3BAHUE 1O UIOTNAK Crpycrypa  [\CTOTHHTCIBHBI )

KOMITOHEHT

Metun-unc-2-(3-(1-merun-1H-
rpason-3-min)oeH3m)-3-

161
((MeTHIICY IB(OHIIT)aMUHO)

407,0

munepuanH-1-kapookcunar

Merun-riunc-2-(3-(1-merun-1H-
upason-4-um)oeHsun)-3-
((MeTIICY Tb( OHMIT)aMHUHO)
mnepuaiH- 1 -kapbokcuIat

162 407,1

Merun-uunc-2-(3-(1-merun-1H-
rpason-5-mn)oeHsmn)-3- 107 1
((MeTHIICY IB(OHKIT)aMUHO) ’

munepuanH-1-kapOokcunar

IMeTm-unc-2-(3-MeTHIOeH31IT)-3 -
164 |((MeTuncy b OHIIT)aMHIHO) 340,9

munepuanH-1-kapookcunar

Mertun-unc-2-((3’,4°-

165 Indropbud ermn-3-mwi)merim)-3- 137.1

((MeTuncynbGoHIIT)aMUHO)
munepuauH-1-kapookcunar

Merun-umnc-2-((2°,4’°-
nudropoudenmn-3-un)meri)-3-
((MeTuncy nb(oHMT)
AMUHO)UNepHanH-1-kapOokcuaT

166

Merun-unc-2-((2°,3’-
nudropond eHm-3-umMmerun)-3-
((MeTHIICY IB( OHILT)AMEITHO)
mnepunui-1-kapGokcunar

167 439,1

Merun-nnc-2-((2°,6’-

168 nudropoudenmn-3-unmerun)-3- 439.0

((MeTHIICY Tb(OHIIT)aAMHHO)
nunepuanH- 1-kapOokcuaaT

Merun-unc-2-((3,5-

g ropoud enm-3-unmerun)-3-
((MeTHICY TbG) OHKIT)aMUHO)
nunepuanH-1-kapOokcHaaT

169 439,1

Merui-uuc-2-((2°,5-

170 nudropoudennn-3-unmerun)-3- 4391

((MeTHIICY TB(OHIIT)aAMHHO)

nunepuanH- 1-kapOokcunat
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043368

Tabmuma 1-18

MPUMEP| HA3BAHMHE I10 HIOTAK flonoanutenbutii|

KOMIIOHEHT

Metun-uuc-2-((3’-
(nubropmeTin)oubeHm-3-
171 |wn)mermn)-3-
((MeTHIICY TB( OHILT)aMIHO)

453,0

nunepuanH-1-kapOoxcunar

IM3onponun-nuc-3-
((>rrncyasdhonnn)amuHo)-2-((6-
172 |penunnupunun-2-
VT)METHIT ) ITUIIePUAHH- 1 -
KkapOoKcHIaT

446,2

M3onponui-tuc-2-((6-
(heHMIIIPUOMH-2-1IT)METELT)-3- 460.0
((mporrcy b OHMIIT)aMUHO) ’

nunepuanH-1-kapOokcunar

[M3onponui-nuc-3-
((6yTrncynbhoHMT)aMUHO)-2-((6-
174 |penmnmupuans-2- 474,0

WT)METHIT) THIIePUIHNH- 1 -

kapOokcunat

Mzomponun-nuc-3-

((1300y THIICY T OHMIT)AMHHO)-2-
175 |[((6-benunnupuaus-2-

VUT)METIT) TUIePUIUH- 1 -
KapOOKCHIaT

474,0

[M3ompormi-rec-2-((6-
(heHUTITHP MU H-2 - HJT)METIIT)-3-
((BUHIICY Tb(OHIIT)aMHHO)
unepuanH- 1 -kapOokcmIaT

176 4442

IM3onponun-uuc-3-
((asumisicy ibh o )amiHo )-2-((6-

177 |penunmmpunns-2- 458,0

VT)METHIT ) TUIePHIUH- 1 -
kapbokcuaat

[M3onmponui-ruc-3-
((uuxIOIpPONUICY IbGOHMIT)

178  |amuHO)-2-((6-peHUNMUPUANH-2- 458,1
VT)METIIT ) TUIePHITH- 1 -

KapOoKCHIAT

[M3onponmi-muc-3-((okceTan-3-
WIICY Tb( OHILT)aMHHO )-2-((6-

179
(heHUITHPUINH-2-1JT)METIIT )

4741

nunepuaAnH-1-kapookcunar

IM3omponmi-muc-2-((6-
(eHIIHUPUINH-2-1JT)METHIT)-3-
180  |(((2,2,2-TpudropaTm)

CyJ16() OHIIT)aMHHO ) ITUTIEPHNH- 1 -

500,1

kapbokcuaat
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043368

Tabmuma 1-19

MPUMEP| HA3BAHHE MO HIOMAK Crpykrypa  |/\CTOHMTEABHBI|

KOMIIOHCHT

M3onponun-nuc-3-
(((xmopmeTw)Cy b OHIIT)

181  |amuHO)-2-((6-heHunmupuauH-2-
VUT)METHIT) THIepUIH- 1 -

466, 1

KkapOokcuiaT

Conb TpudTOPYKCYCHOM KUCTOTBI
m3onponui-uc-3-(((2-
PUPOKCUITHI)

182  [cynbhoHMIT)aMUHO)-2- CF;COOH 461,9
((6-peHummUpUANH-2-
WT)METHIT) TUITepHIHH-1 -
kapbokcuaTa

IM3onpomnui-uunc-3-(((2-
METOKCHITHIT)CY JIbOOHIMIT)

183 |amuHO)-2-((6-peHunnupuann-2- 476,1
LJT) METHIT ) ITHIIePUAHH- 1 -

KapOoKCHIAT

IM3onponun-nuc-3-
(((unanometmin)cy nbGOHMI)

184  |amuHO)-2-((6-beHunnUpUANH-2- 457,0
VLT)METHIT ) TUIIePUIHH- 1 -

kapOokcHiaaT

IM3onponun-nuc-3-

((aumeTnnCy IbhaMomI)aMHUHO)-2-
185  |((6-benunmupugun-2- 461,2
VUT)METHJT ) [TUIIEPUIHH- 1 -

kapbokcuiat

IM3onponun-uc-3-
((>rrncynsgonnn)amuno)-2-((6-
186  |(mpom-1-en-2-unm)nupuauH-2- 410,0

VLJT)METIIT)

mnepunui-1-kapOokcunar

[M3onponun-unc-2-((6-(mpon-1- 0.0
Y

eH-2- 1) THPUANH-2-11) /r X 1241

MeTi)-3-((poricy b OHMIT) 5/:

aMyHO )unepuanH-1-kapOoxcunart

187

IM3onponun-muc-3-

((byTuncynpdonmt)amuHo)-2-((6- r\ﬂ)sz" MO v

188  |(mpon-1-en-2-mi) S,\ © 438,0
N

munepunuH-1-kapookcunar

eH-2-1JT) THPUANH-2-11T) f

MUPUAMH-2-WJT)METHIT)
M3onponui-tuc-2-((6-(pon-1- o 57‘ o
' w
189 2 © 408,0

METIN)-3-((BHHUIICY Ib(DOHILT)
AMUHO)IUIEPUIH- | -kapOoKcuaT

IM3onponun-nuc-3-
((annuncynabdonun)amuno)-2-((6-
g

190 |(upom-1-en-2-mn) v 4220
M PUTAH-2-HIT)METHIT) &N

mnepunui-1-kapGokcunar

-89 -



043368

Tabmuma 1-20

NPHUMEP| HA3BAHHE IO HIOTIAK Crpyxrypa  |ONOHHTeIbHEL )

KOMIIOHEHT

[Msonponui-nuc-3-
((uuxIonponuncyabGhOHUIT) Y;; '-'E Y7
191  Jamuno)-2-((6-(npon-1-en-2- S;.N 422,0
VUT) TAPHTAH-2 - FJT) ME THIT)

nunepuanH- 1 -xapookcuIaT

IM3ompomnui-iuc-3-((oxceran-3-
wicy ib(onm)aMuHo)-2-((6- Drjis'g Ty
192 |(mpor-1-eH-2-w)HpUANH-2- 3 438,0
WUT)ME T ) THIIepUAKH- 1 -
KapOOKCHIaT
IM3onpormmi-uc-2-((6-(mporn-1-

F
B [T g I
193 metun)-3-(((2,2,2- 2 I 64,0

TpUTOPITHI)CY JIbHOHMIT)
amMuHO)MnepuanH- 1 -kapOokcunat
N O
Sy

=% 430,0
W) TUPUANH-2- 2 N
VT)METHJT) TUIepUIuH-1-
kapOokcuiaT

M3onpormmr-uuc-3-(((2-
METOKCHATHIL)CY Tb()OHUT)AMHHO)-| 25875 5}1 +°
195  [2-((6-(por-1-eH-2-1T)TUPUITH- ! 2 ) 2 440,0
2-HT)METHJI) 3
munepunus-1-kapOokcunar

M3onponui-muc-3-
(((xnopmetun)cy b oHMI) 0.5

194 amuHO)-2-((6-(npon-1-en-2- c

[M3onmponui-nuc-3-

(((manomeTHIT)Cy NbGHOHMI) 050 N_"_()\rl
196  |jamun0)-2-((6-(npon-1-en-2- \NE i ° 421,0
W) TP UTAH-2 -WJT)METHIT) i

nunepuans- 1-xkapOokcunar

(M3onponun-nuc-3-
((numeTHiCy nb(haMonIT)aMUHO)-2- \22_5‘23"71,0\( .
197  |((6-(nmpon-1-eH-2-um)nupuauH-2- 3
JT)METILT)

425, 1

nunepuanH- 1 -kapOokcunar

M3omporni-3- Q
((MeTwiCy b OHMIT)aMuHO)-2-((1- 00

198  |beHmamupponuauH-3- s 424,1
WI1)METHT)IUnepuans- 1- o, A

kapOokcuiar

Mertun-uuc-2-(6udpennn-3-
nmMeTn)-3-
((uuktonponuICy () OHMIT)
aMHHO)MnepuaAnH- 1-kapObokcunat

199 429,1

IMetui-tuc-2-(6udenmn-3-

200 IMETII)-3- 4321

((aumerHncyibhaMonT)aMHUHO)

nunepuans-1-kapOokcuiaT

-90 -




043368

Tabmuma 1-21

MPUMEP| HA3BAHWE IO UIOIAK Crpyirypa  [[OTOMHHTEABHBI -y

KOMIIOHEHT

(DTui-uuc-3-(MeTucy abGOoHUI)
amuHO)-2-((2-pennn-1,3-okcazon-

201
4-1T)METHIT)

408, 1

nunepuanH-1-kapookcunar

IM3onponmi-uuc-3-

((MeTuncynbgoHuT)aMUHO)-2-((2-
202 (dennn-1,3-okcason-4- 4221
V1) METHUT ) TUnepuanH-1-

KapOOKCHIAT

IM3ompormmi-imc-2-(3-(1-meTun-

1H- -5-
203 MRZ3011-5-11) 4852

Oen3un)-3-((MeTHICY b OHIT)
aMUHO)TIMneprarH-1-kapOokcunart

tyc-2-(budennn-3-unmerni)-N,

204 IN-ITHMETHII-3- 416,1

((MeTHnCY 1B OHUIT)AMHIHO)
nunepuanH- 1-kapookcaMus

IN-(timic-2-(6udernn-3 -uameTin)-

205 1-npONMUOHUANUPPONUANH-3- 387,1

W)MeTaHCy b oHaMuz .

IN-(1rpic-2-(0r eHIIT-3 - HIIMe T ) -

206 1-(uuxaonponunkapOOHHIT) 599.1

TUPPOIUANH-3-1IT)
MeTaHCy b oHaMU

IN-(uuc-1-anernn-2-(6udermn-3-
207  |[MIMETWI)IUPPONUIUH-3-
VJT)METAHCY JIb() OHAMHKT

tyic-2-(budenni-3-unmerni)-N-

208 >Tr-N-MeTHi-3- 430,1

((MeTHIICY T OHUIT)aMHHO)
nuIepuanH-1-kapooKcamMug

IN-(umc-2-(budennn-3-unmern)-
209  |1-M300yTHPUIIHPPOIHANH-3-HJI) 401,1

MeTaHCy b oHAMU

M3onponui-nuc-3-
((MeTmIICY 1B OHMIT)aMUHO)-2-((2-
210 bennn-1,3-tuazon-4- 'ﬁ%_sx 4381
WT)METHIT) TUIePUANH- 1 -
kapOokcunat (OnTuUeCKii \r"\,.r“
3oMep) °

-91 -




043368

Tabmuma 1-22

IPUMEP

HA3BAHHUE IO HIOITAK

Crpykrypa

JonoTHUTEIBLHBIIH
KOMIIOHEHT

MC

211

Itrn-nuc-3-((MeTHIICY b OHMIT)
amMuHO)-2-((4-¢enun-1,3-tiazon-2-
VUT)METIIT ) TUTIEPUINH- 1 -
kapboxcuaaT

4240

212

IM3onponun-uc-3-
((MeTuncynsdonun)amuno)-2-((4-
benun-1,3-tuason-2-
VT)METHIT ) TUIIePUUH- 1 -
kapOoKCcHIaT

438,1

213

IM3onponmn-uc-3-

((MeTunCy Nb(hOHUIT)aMHHO)-2-
(MupunuH-3-AIMETHII)
nunepuanH-1-kapOokcunar

356,0

214

IM3onponun-uuc-3-
((MeTuncynbdponut)amuHo)-2-((1-
(beHmmunepHIuH-3-
VT)METHIT ) TUIePUUH- 1 -
kapboKcHIaT

438,1

215

[M3onponui-ruc-3-
((MeTwICY B OHMIT)aMUHO)-2-(3-
(OUpUMUANH-2-

1) Oe H3MJT ) TUTIEPU U H- 1 -
kapboxcuIaT

433,2

216

[M3onponui-iuc-3-
((MeTuncynbgponmt)amuHo)-2-((1-
(benun-1H-nupason-3-
VT)METHIT ) TUIIePUIUH- 1 -
kapOoOKCcHIaT

4212

217

MeTun-uuc-3-
((meTuncy b onnn)amuno)-2-((1-
(bernnnunepuanH-3-

WIT)METHIT) TUIepUANH- 1 -
KapOokcuIaT

410,3

218

M3onponun-uuc-3-
((meTuncyabdonnn)amuno)-2-((1-
(MUpUMHIUH-2 -1 TUITEPUANH-3 -
VLT)METHIT)
munepuanH-1-kapbokcunar

440,2

219

M3onpormmn-imc-3-
((meTuicy b oHuT)aMuHo)-2-((2-
(enun-1,3-tnazon-4-
IT)METHIT) TUP PO ANH-1 -
KapOoKcHIaT

424.0

220

IN-(1uc-2-((2-(2,3-nudropdennn)-
1,3-tnazon-4-mn)metmn)-1-

300y THPHITIIMPPOTHIMH-3 -

1) METaHCY Ib(p OHAMH

444, 1

-92 -




043368

Tabmuma 1-23

MPUMEP| HA3BAHWE IO HIOTAK Crpyxrypa  [\CTOTHHTEIBHBIH) )
KOMITOHEHT
IN-(uc-2-(6udpenun-3-mwnmermn)-1- g
=t [«]
1 (unknoOyTHIKapOOHIMIT) 2 w52 4132
MUPPOIUANH-3-1T) T
MeTaHCY Tb(HOHAMUJT ]
IN-(1mc-2-(6udennn-3-unmerun)-1- &
222 (unxnonponyujauemn) i) » %10 4130
MMpPPOTHANH-3- I
1) MeTaHCy b OHAMH Y
IN-(tuc-2-(6udenun-3 -unmerun)- 1 - 9 ) oo
223 Oy TUPWITIUPPOTUANH-3 - A 401,1
vT)MeTaHCy b oHaMIL NP
Q
IN-(ruc-2-(6udennn-3-unmer)-1- C
224 (3-meTunbyranoun) m °3:: 415.1
[MUPPOIHANH-3-1T) T
MeTaHCYJIb(hOHAMU A
IN-(1uc-2-(6udennn-3-unmernn)-1- O
o
25 (LIMKJIOTIEHTHITKAPOOHIIT) @ . _-gf 127 1
TP POIMANH-3 - ’
riT)MeTaHCy TbPOHAMUT CL!IN
IN-(upc-2-(6utpennn-3-unmern)-1- @
226 (2-meTrOyTaHOMIN) i) ek o 415.1
MUPPOTUANH-3-1IT) \,L“,"
MeTaHCy 1b(OHAMU 1
IN-(uuc-2-(6udpennn-3-unmernn)-1- @
(2,2- 2 o
227 M 415,2
MMMETHIPONAHOM ) TUPPOTUANH- ﬁ\n'"
3-mn)merancy b oHamu 5
IN-(umc-2-(Gudenun-3-unmerun)-1- | £
(25)-2- (] go
228 Hn-S 415,1
MeTHIOY TAHOMIT ) TUPPOTIUANH-3 - LY
) METAHCY b OHAMUTT ~Y
IN-(1uc-2-(6udennn-3-unmernn)-1- S 7Y o0
229  |u300yTHPUINNPPOIUANH-3- ""'5\7 4273
V1) LIUKJIOTIPOTIAHCY JIb(h OHAME )‘n'"
o
IN-(uuc-2-(6udennn-3-unmerun)-1- £
230 (L[I/IKJIOHpOHI/IJ;IKap6OHI/I.H) 2 " ‘12 o 429.1
mUppOIUanH-3-mi)-1- N
METOKCHMETAHCYIb(HOHAMH E&i(
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043368

Tabmuma 1-24

OPHMEP| HA3BAHWE 1O HIOMAK Crpykrypa  [[\OTOMHMTEABHBIH -

KOMIIOHEHT

IN-(unc-2-(6udennn-3-unmerun)- 1-
231  |m300yTUpHIIHPPONUANH-3-1i)-1-
XJTOpMETAHCY Tb( OHAMUT

IN-(wpiic-2-(6udenun-3-unmern)-1-
232 |mobytupminupponuanH-3-mn)-1- 419,1

(ropmeTancy b oHAMEL

IN-(uuc-2-(oudernn-3-unmmerun)- 1-
233 |usoOyTupunnupposuaus-3-un)-1,1-
i ropMeraHcy bhOHAMU

437,1

IN-(umc-2-((37,5-andropoudennn- ‘

3- -1-
234 wn)merui)- 1 571

300y THPUIUPPOTUANH-3 -
WIT)MEeTaHCY TbQOHAMUL

IN-(wic-2-((2°,5’ -mudropoud eHm-

3- 1-
235 prHmveTH) 437,1

1300y THPUIITUPPOTUINH-3-
n)MeTaHCy nbhOoHaMUL

IN-(unc-1-u306y Trpnn-2-((2°-

236 (rpudropmerrn)oudennn-3- 469.0

WT)METHIT) TUPPOTUAUH-3 -
HI)MeTaHCY b OHAMUL

IN-(umc-2-((2’ -xnopGuderwn-3-
)Metin)-1- ) 435.1
300y THPUIITHPPOTHANH-3 -

WT)METaHCY TbGOHAMUTT

IN-(mc-2-((2°,3”-audropoudennn-

3- 1-
23y prHmeTH) 437,1

U300y THPUIIITHP PO IANH-3 -
Hi)MeTaHCyJIbhOHaAMuUL

IN-(wic-2-((2°,6°-mudropoud eHim-

3- 1-
239 [rHMMeTH) 437,1

1300y THP TP PO TAH-3 -
T)MeTaHCy b OHAMUT

IN-(umc-2-((2’-dpropbudenm-3-

1
240 [FOVETHD) 4191

1300y TUPUIITMPPOIUANH-3-1IT)
MeTaHCyIb(poHAMUL
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Tabmuma 1-25

IPUMEP

HA3BAHMUE IO HIOIMAK

Crpyxrypa

OMOJTHUTEIbHbIH
A MC
KOMIIOHEHT

241

IN-(1mc-2-((3’-dpropbudennn-3-
WT)MeTH)- 1 -

11300y THPUIITHPPOTHIANH-3-
HIT)METaHCY Ib)OHAMHUT

419,1

242

IN-(1gic-1-u300y Tpmn-2-((2°,3°,5°-
rpudTopbuderma-3-

V) METHIT) TUPPOTUAUH-3 -

W )MeTaHCy JIbhoHaMuUT

455,1

243

IN-(1quc-1-u3o0yTupun-2-((2°,3°,5°,67-
retpadropondennn-3-mn)
METIIT) TP PONTUANH-3-
HT)MeTaHCy b oHaMuUT

244

IN-(umc-1-u300yTupun-2-(3-
(mupponuaus-1-un)oeH3un)
TP POTUIMH-3 - 1IT)
MeTaHCY b OHAMUT

3942

245

IN-(umc-2-(3~(2,3-aurunpo-1H-
mHI0- 1-1m)6en3un)-1-

1300y THPHITIIMPPOITHIANH-3 -
1T)METaHCY b OHAMU

442,0

246

IN-(1uc- 1 -u300y Trpua-2-((2-penwn-
1,3-tnazon-4-

V1) METHUT ) TUPPOTTHAHH-3 -
1JT)METaHCY Ib( OHAMHULT

408,1

247

IN-(umc-1-(uukmonponunkapGoHuT)-
2-((6-pennnnupunun-2-

WIT)METHIT) THPPOITUAUH-3 -
WJT)METaHCY b OHAMU

400,1

248

DTun-muc-3-
((MeTuncynbponun)aMuno)-2-((6-
(beHUUPUIUH-2-HIT)METHIT)
mUpposuauH-1-kapOokcuIaT

404,0

249

MeTui-uuc-2-(6udeHm-3-uimMeTi)-
3-((>THaCY ¢ OHMN)
AMHHO)UIepUAnH-1-kapOokcunar

417,0

250

MeTui-uuc-2-(6udeHm-3-uimMeTi)-
3-((u30onponuicyabhOHII) )aMHHO)
munepuanH-1-kapOokcunar

431,0

Tab6muma 1-26

IPUMEP

HA3BAHMUE IIO HIOITAK

CrpykTypa

OMOJIHUTEJIbHbIH
A MC
KOMIIOHEHT

251

ic-2-(budennn-3-unmerin)-N-
pTII-3-((MeTHICY b OHMIT)
aMKHO)a3eTuanH- | -kapOokcaMua

&

TN

o

to
Hu- S,

388,0
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IN-(umc-1-(2,2-
InuMeTrponaHonn)-2-((2-denm-

S

252 |1,3-tmazon-4- g 4222
VLT) METHUT) TUPPOTUANH-3 - >L"N
WI)MeTaHCy Ib)OHAMU ©
1-®rop-N-(umc-1-u306yTupni-2- @%
s a
253 ((2-dhennn-1,3-tuazon-4- - HN_E,i ] 426.2
V1) METHJT) TUP POTHANH-3- ’
H
V1) METAHCY JIb(h OHAMHUL )\g'
IN-(1uc-1-(upk 00y TUTKApOOHKT )- F‘%
5
-((2-(3- -13- 4- P
254 2-((2-(3-¢ropdenn)-1,3-Tuazon-4 o8 38,1
PT) METIIT) TP POTUANH-3 -
HIT)METaHCY Ib)OHAMHT O\g
IN-(uimc-1-(1pk00y TUKapOOHIIT )- %
F 55
255 2-((2-(2-dropdennn)-1 ,’i-Tnason-4- @‘1\0 4382
VJT)METHIT) TUPPOTUAUH-3- T
MIT)MeTaHCy JIb)OHAMUT g
IN-(mc- 1 -(upkn06y TrnKapOoHIL)- rﬂ
2-((2-(2,3-gudroppennn)-1,3- N
256 [rnazon-4-un)merui) - Huv'é;:O 456,1
MUPPOSIANH-3-1T) O\gﬁ
MeTaHCYIb(hOHAMILT
—
IN-(upc-1-(1ukno6y TrnkapOOHELT )- Q
- -(4- -1 3~ -4 %
257 2-((2-(4-dropdeniun)-1,3-Tuazon-4 V3 o 438.1
PT)METIT) TUPPOTUANH-3 - BN
HT)METaHCY JIb)OHAMH]] Qo
4]
F
IN-(rric-1-(tmknoOy tunkapbonmn)- | F -q
-((2- - -1.3- 3
958 2-((2-(3,5-oudropdpennn)-1,3 N3 g 456,1
THA30J1-4-1JT)METHI ) THPPOTUIHH-3 - AR
HIT)MeTaHCy Ib)OHAMUT LNy
43
IN-(1mc-1-(umknoOy TunkapOoHmwI)- %
-((2- -1.3- -4~ -5 20
259 2-((2-penun-1,3-tuazon-4 2 446.2
PT) METIT) TP POTUANH-3 -
VUT) LIIKJIONPOTIAHCY ibhOHAMHU T O\E"
IN-(ime-1-u300y Tpun-2-((2-peHnn- 63‘5
2 T o0
260 1,3-Tnazon-4- 2 4342
VLT) METIAT) TUPPOTTUIHIH-3 - b ’

) LIVKJIOTPOTIAHCY b OHAMIULT

oy
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Tabmuma 1-27

ITPUMEP

HA3BAHHE IO HIOIMAK

CrpykTypa

JonosHUTEeIbHBINA

KOMIIOHEHT

MC

261

IN-((28S,3S)-2-(6udenun-3-unmerin)-
1-(uuk o0y THIKAPOOHILT)
[TUPPOTUANH-3-1IT)

MeTaHCY TbHOHAMUJT

413,3

262

IN-((2S,3S)-1-
(umxnoOyTrKapoonmn)-2-((3’-
(bTopOudeHm-3-1)MeTII)
[TUPPOTUANH-3-1IT)
MeTaHCY b OHAMIU

4312

263

IN-((2S,3S)-2-(6udenunn-3-nunmernn)-
1-((3,3-

InudTopnkIo6y THIT)KapOOHILT)
[MUPPOIUANH-3-1T)

MeTaHCY Tb(HOHAMUJT

447,1

264

IN-((28,3S)-1-((3,3-

I TOp LUK IIO0Y THIT)KaAPOOH T )-2-
((3’-propbudennn-3-un)merun)
[MUPPOIUANH-3-1T)

MeTaHCyIb() OHAMU

465,0

265

IN-((2S,3S)-2-(6udennn-3-mnmmernn)-
1-((1-propuukiaoOyTu)KapOOHIIT)
[IUPPONTUINH-3-1T)
MeTaHCy b} OHAMU

266

IN-((28S,3S)-2-((3’-propOudenun
-3-um)meru)-1-((1-
(bTopLrKI0OY THI)KapOOHILT)
[TUPPOTUANH-3 -1IT)
MeTaHCy b} OHAMU

447,1

267

IN-((28S,3S)-2-(6udenun-3-unmerin)-
1-(unk o0y THIKAPOOHILT)
MMpPONUANH-3-1)-1-
(bropmeTancynpdoHaMuU

4312

268

N-((2S,3S)-1-

(umknoby Trnkapoormn)-2-((3°-
bropOudern-3-mun)merin)
MUPPONUANH-3-1i)-1-
(bTopmeTaHCy IbpOHAMU

449,1

269

IN-(umc-1-(1ukno0y THnkapOOHHT)
-2-((2-dpenun-1,3-Tnazon-4-
WJT)METHI)TUPPOIUANH-3-1T)- 1 -
(bTopmeTaHcynb(hoOHAMUL

438,0

270

IN-(umc-1-u300yTupun-2-((3°-
METHIIOU () €HIIT-3-HJT)METHLT)
TP POJIMIHH-3-1T)

MeTaHCy JIb(h OHAMHE]

4152
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Tabmuma 1-28

ITPUMEP

HA3BAHHME IO HIOITAK

CTpykTypa

J{OnoJIHUTEILHBIN
KOMIIOHEHT

MC

271

IN-(1mc-2-((3° -xmopbudenmn-3-
wi)mMerHn)-1-

1300y THP WIIUPPOIMANH-3 -
1IT)MeTaHCY NbpOHAMUT

Q

4352

272

IN-(1mc-1-n306yTupui-2-((3°-
MeToKcubndenmn-3-
WJT)METHIT)TUPPOITUIUH-3 -
JT)METaHCY b OHAMHU

/eru

431,0

273

IN-(ume-2-((3’-(audropmerin)
Oudenu-3-un)merun)-1-
1300y THPWIIHUPPOIHANH-3 -1J1)
MeTaHCYJIb(hOHAMIT

4512

274

IN-(1uc-2-(6udennn-3-unmernn)-1-
((1-MEeTHIILHKITOPOTIHII)
KapOOHIIT) TP POITUANH-3 -IT)
MeTaHCy b OHAMU

IN-(uuc-2-(6udpennn-3-unmernn)-1-
((2,2-AUMETHIIIHKIIONPOIIHI)
KapOOHIT) NP POIUANH-3-1IT)
MeTaHCY b OHAME

Ay

Z

4270

276

IN-(upc-1-(6umuxiiof 1.1.1]ment-1-
unkapoonmnn)-2-(6upenni-3-
WJIMETUIT)TUPPOITUIHH-3 -
riT)MeTaHCy TbpOHAMUL

§7

U_‘o
-]

425.0

277

IN-(1imc-2-(0udennn-3-uamerun)-1-
(2,2-nudropnponanonn)
[TUPPOTUANH-3 - IT)
MeTaHCy 1b() OHAMU

423,0

278

IN-(tmc-2-(6udennn-3-unmernin)-1-(2-
(hTOP-2-METHUIIPONAHOWT)
[TUPPOTUANH-3 - IT)
MeTaHCY b OHAMUL

4172

279

IN-(1imc-2-(0udennn-3-uamerun)- 1-
(3,3,3-Tpudprop-2-
METHIIPOIIA HOWI ) TP POSTUANH-3 -
T)METaHCY b OHAMH

454,9

280

IN-(upc-2-(6ueHun-3-uameTi)-1-
((1-propumkonponmn)

KapOOHMII) TUPPONUIHH-3-
IT)METaHCY b OHAM UL

417,0
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043368

Tabmuma 1-29

INPUMEP

HA3BAHHE 110 HIOITAK

CrpykTrypa

JonoTHUTEIbHBIH
KOMITOHEHT

MC

281

IN-(1ipc-2-(6udenun-3-unmerun)- 1 -
((Tpanc-2-(hTOPLUKIIONPOITHIT)
KapOOHIIT) IUPPOIUANH-3-
WUT)METaHCY IbQOHAMEL

417,0

282

IN-(pc-2-(6udenun-3-uamerun)- 1 -
((uuc-2-GTOpLUKIOIPOITHIT)
KapOOHWT)MUPPOIUANH-3-1I1)
MeTaHCYIb(hoHaMU

417,0

283

IN-(pc-2-(6udenun-3-uametun)-1-
((2,2-0uGTOPLUKIIOTIPOTTIIT )
KapOOHUIT) TUPPOITHTHH-3 - 1IT)
MeTaHCyIbhoHAMK

284

IN-(uuc-2-(6udenun-3-unmerun)-1-
(oxceraH-3-uIKapOOHHIT)
MUPPOSTMANH-3-1JT)
MeTaHCy b oHAMIT

415,0

285

IN-(uwc- 1 -(uuknonponuikapOoHIT )-2-
((2-penm-1,3-Tra3on-4-U)MeTHIT)
TP POTUINH-3-1IT)
MeTaHCy b OHAMIL

406,0

286

Stus-1pic-3-((MeTHIICY Tb OHILT)
amMuHO)-2-((2-denni-1,3-tuazon-4-
VJT)METHI)TUPPOITUINH- 1 -
kapOokcHIIaT

410,1

287

M3zonponun-uuc-2-(6udenun-3-
wi(nudrop)mernn)-3-
((MeTHIICY TB(OHKIT)aMUHO)
munepuanH-1-kapOokcunar

465,1

288

IN-(1mc-2-(6udennn-3-
un(audrop)mernn)-1-
(LuMKIONpONUIKAPOOHMIT)
MUIepUINH-3- 1)
MeTaHCy Ib(HOHAMUL

4492

289

IN-(1yuc-1-anernn-2-(6udennn-3-
wi(audrop)MeTuT)munepuInH-3-
v1)MeTaHCy IboHAMIT

423,0

290

Otun-unc-2-(6udenun-3-
nn(nudrop)meri)-3-
((MeTHIICY TB(OHIIT)aMIHO)
runepuanH-1-kapOokcuaT

451,0
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Tabmuma 1-30

OPUMEP

HA3BAHHE ITO UIOITAK

CrpykTypa

JlonoHUTEIbHbIH
KOMITIOHEHT

MC

291

Iriut-uuc-2-((2-¢propbud enrn-3-
u)MeTHI)-3-

((MeTHICY Tb(OHIIT)aMHHO)
MUppoIUANH-1-kapOokcuIaT

421,0

292

Oti-uuc-2-((2,3’ - nudropoud eHm-
3-nn)merui)-3-

((MeTHIICY IB(OHUIT)aMUHO)
nuppoauanH-1-kapOokcuiat

4392

293

IN-(1rerc-2-((2-dropbudennn-3-
vun)meTn)-1-

300y THPUIIITUPPOJTUIHH-3 -
HT)METAaHCY JIb(h OHAMH

4192

294

IN-(uc-2-((2,3’-mu¢ropbudennn-3-
vut)mern)-1-

1300y THPUIIITUPPOTHIHH-3 -

W) MeTaHCy TbhOHAMIL

L

295

Sun-uuc-2-((5-bropoudenn-3-
n)mernn)-3-((Metuicy abHoHmI)
AMUHO ) UppoIuanH- | -kapbokcunar

-
&

R
w®
o

o:(o

{

421,0

296

Otuin-uyc-2-((3°,5-audropbudenun-
3-rum)MeTin)-3-

((MeTuNCY IbGOHMIT)aMUHO)
rmupponanH-1-kapGokcunar

s
s

W

il
a

=z
z

o
=-

(
o

438.9

297

IN-(c-2-((5-propbudenmnn-3-
n)merin)-1-

1300y THPWIITUPPOIUIHH-3-
W) MeTaHCy TbhOHAMIL

&
2

2
s

S

4192

298

IN-(mc-2-((3°,5-nudropoudernn-3-
w)metmn)-1-

1300y THP TP POIHANH-3 -
KJT)METaHCY Ib(pOHAME

&
&

E
w

=L

299

IN-(uc- 1-(1mkao0y TunKapOOHMIT)
-2-((5-¢Topbudenun-3-

VLJT) METHIT) TP POJTHTHH-3 - 1T)
MeTaHCy Ib(hOHAMUTL

&
&

z
3
Pl

300

IN-(mc- 1 -(uukIo0y THITKapOOHWMIT)
-2-((3”,5-mudropoudenun-3-
VLJT) METHIT) TP POJTHIHH- 3 -11)

MeTaHCy b OHAMUT

| P

n
o
o

T
=
s

-

ol

L

4492

- 100 -
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Tabmuma 1-31

OPUMEP

HA3BAHUE IO HIOITAK

Crpykrypa

JlonoiHUTEILHBIIH
KOMIOHEHT

MC

301

tun-unc-2-((6-gropdbudenni-3-
n)MeTwin)-3 -((MeTUICy b OHMIT)
aMHHO)IMppoNuAnH-1-KapOokcunar

421,0

302

Stun-unc-2-((3°,6-nudropbuden-
3-1m)meTnn)-3-

((MeTucy b OHUIT)aMUHO)
mupponuauH-1-kapOokeunar

439,0

IN-(1mc-1-(umknoOy TnitkapOoHHIT)
-2-((6-dpropbudenun-3-

VLT) MET VT ) TUP PO AUH-3 - 1)
MeTaHCY b OHAMIT

4312

304

IN-(11mc-1-(1mknoOy TunkapOOHHIT)
-2-((3°,6-mudropbudermn-3-
VJT)METHIT) TUPPOIUANH-3-11)
MeTaHCyIbhoHAMK

4492

305

IN-((28,3S)-2-((3’-dTopoudenun-3-
w)meti)- 1-((1-merunuukao0y )
KapOOHWIT)MUPPOIUANH-3-
HT)MeTaHCy JIb(h OHAMHET

4453

IN-((28S,3S)-1-(6burmkio
[1.1.1]menT-1-unkapOonun)-2-((3’-
(hTOpOUbeHMNI-3-MIT)METILT)
[TUPPOJIMINH-3-HIT)
MeTaHCy b OHAMHT

4433

IN-((2S,3S)-1-(0mwmkiao

[1.1.1]menTt-1-unkapSoumn)-2-((3°,5’-

mudropoudennn-3-
VT)METHJT ) TP POTTUANH-3-1J1)
MeTaHCy b OHAMET

460, 9

IN-((25,3S)-2-((3’-propbudenun-3-
vn)metn)-1-((1-
[UIPOKCHLIMKIIOOY THIT)
KapOOHMIT ) IUPPONTHANH-3-
vuT)MeTaHCy b oHaMuU

4470

IN-((2S,3S)-2-((3’-bTopdudenun-3-
wn)meti)-1-((1-
(TpudTOPMETHIT)LIMKIO0Y THIT)
KapOOHIT) IUPPOIUANH-3-
HT)MeTaHCY JIb(h OHAMET

498.9

310

IN-((2S,3S)-1-
(unknoOyTikapbonwmn)-2-((3°,5°-
mudropondennn-3-
PLUT)METHIT ) TUPPOIUANH-3-

HT)MeTaHCY JIb(h OHAMET

448.9
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043368

Tabmuma 1-32

IIPUMEP

HA3BAHMUE IO UIOIMAK

CrpykTypa

JlonoTHUTEILHBIIH

KOMIIOHEHT

MC

311

IN-((2S,3S)-1-
(unkno0yTrnkapoormn)-2-((3°-
MeTHIIOH() € HIJI-3-HIT)METIT )
MUPPOSTUANH-3 -1T)
MeTaHCyJIb(hOHAMUTL

4270

312

IN-((2S,39)-1-

(unko0y TrKapOoHm)-2-((3°-
(dropOudeni-3-mn)meTin)
UPPOTUIUH-3-11)- 1 -
METOKCHMETaHCY Ib(OHAMHUL

461,0

313

IN-((28,3S)-1-(aserunus-1-
rkapOoH)-2-((3° - TopOudenmn-3-
VLT)METIIT)

UPPOTUINH-3-

V1) METAHCY JIb() OHAM UL

4322

314

IN-((2S,3S)-2-((3’-propbudennn-3-
puT)MeTin)-1-
((1-MeTOKCHLIIKITOOY THI)
KapOOHUJT) TUPPONHAUH-3-
M1)MeTaHCy b oHamMuz

461,1

315

IN-(umc-1-(unknoOyTunkapOoHm)-2-
((2-(3,5-nudropdenwn)-1,3-tuazon-4-
VLT) METHIT) THPPOITHANH-3 -

11)3TaHCY Ib(pOHAMUTT

470,1

316

IN-(1uc-2-((2-(3,5-mudTopdenmn)-1,3-
rraszosn-4-un)metuin)-1-((1-
MeTHITLUKJIO0Y THIT)KapOOHIT)
[THPPOJIHIIH-3 -1J1)

bTaHcyTbpoHaMuUL

484,1

317

IN-(umc-2-((2-(3,5-mudropderrun)-1,3-
Tua3oj-4-m)

meruin)-1-((1-

CHAPOKCULMKIOOY THIT)KapOOHIT)
[TPPOJTHIHH-3-FJT)

bTaHcyTbpoHaMuUT

486,1

318

IN-(1yuc-1-(6uipkio[ 1.1.1]menT-1-
kapOonmn)-2-((2-(3,5-
muropdenmn)-1,3-tnazon-4-

V1) METHIT ) TUPPOSTHIUH-3-
HT)3TaHCY Tb(OHAMH

4821

319

IN-(1rpc-1-(upknoby TrHikapOOHIT )-2-
((2-penun-1,3-tnazon-4-

VLJT) METHIT) TUPPONTUIUH-3 -
vUT)MeTaHCY IbOHAMUT

420,2

IN-((2S,38)-1-
(umkobytunkapoonmn)-2-((2-(3-
bropdenmn)-1,3-Tuazon-4-
WJT)METHIT)THPPONTUIUH-3 -

T)MeTaHCyIbHOHAMUL

4382

- 102
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Tabmuma 1-33

OPUMEP

HA3BAHHE IO HIOITAK

CrpykTypa

JlonotHMTEILHBII

KOMITOHEHT

MC

321

N-((28,38)-1-
(uuknobytinkapoormn)-2-((2-
¢benunn-1,3-tuazon-4-
WJT)METHIT ) TUP PO ANH-3 -1JT)
LMKJIONPOIIAHCY Ib(OHAMUT
(onTiyeckuii u3oMep)

446,

322

N-(umc-2-((2-(3,5-zudropdenmn)-
1,3-tuazon-4-un)metmn)-1-((1-
METHIILHUKIIO0Y THT)KapOOHMIT)
MMPPOTHINH-3-HIT)
MeTaHCyJIbhoHaAMUT

468

323

N-(uue-2-((2-(3,5-nudropdeniur)-
1,3-trazon-4-wn)merwmn)-1-((1-
THAPOKCHUUKIOOY THIT)
KapOOHWIT ) TUPPOSIMINH-3-1IT)
MeTaHCyJIbhoHAMU

469

324

N-((28,3S)-2-(6udpennn-3-
uMeTun)-1-

LIUKJIOOY THIIKapOOHILT)
MUPPONTUAUH-3-1T)-1-
METOKCHMETAHCY JIbGoHaMus

443

325

N-(upc-1-
(uuknobytunkapoormn)-2-((5-
MeTii-2-penun-1,3-Tuason-4-
WJT)METHIT ) TUPPOIHANH-3 -
WI)METaHCY b OHAMUT

434,

326

N-(ume-1-((1-
TUAPOKCULIUKIOOY THIT)
kapOonmn)-2-((5-meTun-2-eHu-
1,3-Tnazon-4-un)

METHJI) TUPPOTHINH-3 -
HIT)METaHCY Ib(hOHAMUT

450

327

N-(1mc-1-(aserunus-1-
wikapbonmi)-2-((5-meTmn-2-
¢benun-1,3-tnason-4-
WIT)METHJI) TP POTUANH-3-
WIT)MEeTaHCy Ib(pOHAMIL

435

328

N-((28,38)-2-((3’-bropdudenun-
3-un)merun)-1-(okceraH-2-
HIIKapOOHMII)

MUPPOJIMINH-3-1IT)
MeTaHCyIbHOHAMH

433

329

N-(1mc2-((6-(3-propdenun)
TIUPUIH-2-WT)METH)- 1 -
U300y THPUIIIUPPOTUAUH-3 -
WII)METaHCY Ib(hOHAMH

420

N-(uuc-1-(2,2-
JauMeTHIponanom)-2-((6-(3-
¢dropdennn)nupuanH-2-
WJI)METHJI)THPPOJIUHH-3-
WIT)MeTaHCy b oHaMIT

434

>

- 103 -




043368

331

IN-(rzeic- 1 -(tmktoneHTHIIKapOOHIIT ) -2~
((6-(3-bropdenmn)mupuanH-2-

V1) METHIT) THPPOT AMH-3 - 1)
MeTaHCy Tb( OHAMUT

446,2

IN-(1mc-1-(umknonponuikapooHmT)-2-
((6-(3-propdenmn)mupuanH-2-
VJT)METIN ) TUPPOJIUIH-3-HT)

MeTaHCy Tb(GOHAMUT

418,2

IN-(uc-1-(azerunun- 1 -nnkapGonmn)-2-
((6-(3-pTopdennn)

M PUHH-2 - HJT)METI ) TUPPONIUANH-3-
MIT)METaHCY b OHAMUTL

F

4332

334

IN-(rxeic-1-(tmknoOy TrikapOOHIT)
-2-((6-(3-¢Topdenun)nupuanH-2-
VT)METHIT) TUPPONUHH-3-

V1) METaHCY Tb(h OHAMHUT

4322

335

IN-(1prc-2-((6-(3-¢ Tophenun) mupuIH-
2-11JT)MeTHIT)

-1-((1-MeTHIIUKIO0Y THIT)

KapOOHMIT) TUPPOITHAHH-3 -HIT)
MeTaHCY b OHAMUL

446,2

336

IN-(umc-1-(6unukio[1.1.1]neHT-1-
nnkapOoHm)-2-((6-(3-
bTopdenun)mupunnH-2-
LJT)METIIT) TUPPOITUANH- 3 -
WJT)METaHCY Ib(pOHAMUT

4442

337

IN-(uc-2-((6-(3-dropdermn)
nupuanH-2-un)merui)-1-((1-
METHJILIAKJIOTPOITHIT )KapOOHHIT)
UPPOJUIMH-3-1JT)
MeTaHCyIbpoHaMUL

4322

338

IN-(Luc-2-((6-(3-bropdeni)
nupuanH-2-un)merun)-1-((1-
UAPOKCULUKIIOOY THIT) KapOOHIT)
UPPOTUIMH-3-1JT)
MeTaHCy b oHaMUz

E

4482

IN-((28,35)-2-((2-(3,5-nudroppennn)-
1,3-Trazon-4-um)

metm)-1-((1-

CUAPOKCULIMKIIOOY THIT)KapOOHHIT)
MUPPOINIIH-3-1T)

MeTaHCy b oHaMU L

469,9

340

N-((28,3S)-1-(azernann-1-
nnkapoonmn)-2-((2-(3,5-nudropdermn)-
1,3-THa3on-4-11)MeTUI ) TUPPOIUIHH-3 -
VT)METaHCY Tb( OHAMIT

4549
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Tabmuma 1-35

OPAMEP|  HA3BAHWE IO HIOAK Crpysrypa |[ROMOMHUTEABHBIR -y

KOMMIOHEHT

IN-((2S,3S)-1-((3-¢propasernnun-1-
un)kapOonmn)-2-((3’-gropbudenun- 450.2
3-F0T) METHIT) TP POSTH TN H-3 - ’

T)MeTaHCy b OHAMHA

IN-((2S,3S)-1-((3,3-audropazeTunus-
1-um)xapOonmn)-2-((3’-

342 |dpropbudenn-3-ua)meTi)

PP OTHINH-3-1IT)

468,1

MeTaHCyIb()OHAMH

IN-((28,3S)-2-((3’-propoudenun-3-
wn)merin)- 1-((2-metunazeruaus- 1 -

343 446,2

1) KapOOH M) TUPPOIUANH-3-
LT)METaHCY b OHAMUT

IN-((2S,3S)-2-((3",5°-
mupTopbudenmn-3-mwr)mern)-1-((1-

344  |rUOPOKCHLMKIOOYTHI) 465,1

KapOOHII) IUPPOIUANH-3-
WT)MeTaHCy IbpOoHaMuUL

IN-((2S,3S)-1-(azerunun-1- ¢

wikap6onmn)-2-((3°,5°- v 2l
345  |nudropOudenun-3-un)merun)
MUPPONUANH-3-1TT) o)
MeTaHCY b OHAMIT

450,2

IN-((2S,3S)-1-((1-
LpaHOLUKI00y THI ) KapOoHwm)-2-((3°-
346  |propOudenun-3-

V1) METHUT) TUPPOTUANH-3 -

456,3

WT)METaHCY b OHAMHULL

IN-((2S,3S)-1-(5-a3actmupo[2.3 |rekc-5-
nkapOoHmn)-2-((3’-hropoudernn-3-

347
1) METIUT) TP POITUANH-3 -

4583

WIT)MeTaHCY IbpOHAMUL

IN-((2S,3S)-1-(azeTnnus-1-
winkapOonmn)-2-((2-(3,5-

348  |mudropdenun)-1,3-trnazon-4- 471,2
UT)METHIT) TP POTUANH-3-

1) TAHCY Tb(OHAMULT

IN-((2S,3S)-2-((2,3’ -ou¢ropbud erm-
3-mm)mernn)-1-(2,2-

349  |muMeTunnponaHou) 451,1
MUPPOIUANH-3-11)

MeTaHCy b OHAME

IN-((2S,3S)-1-(uuknoby TunkapOoHHIT)-
2-((2,3’-nudropbudennn-3-

350
WJT)METHIT)TUPPOITUIUH-3 -

449,1

JT)METaHCy Ibh OHAMU

Tab6muma 1-36

MMPUMEP| HA3BAHHE 10 HIOMAK JlonoanuTenbHbId) )

KOMIIOHEHT

IN-((2S,35)-2-((2,3’-
imudropoudenun-3-um)mernn)-1-((1-

351  |METHJILMKJIONPOIMII) 449,1

KapOOHMI)TUPPONUAUH-3-

LJT)METaHCY Ib( OHAMET
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IN-((28,3S)-1-(azerunun-1-
unkap6onun)-2-((2,3°-

352 |mudropbudenmi-3-m) 450,1

METHIT) TUPPOIUIUH-3-1JT)
MeTaHCy b OHAMITT

Tabmuma 1-37

NPUMEP| HA3BAHME 110 HIOTIAK Crpyxrypa [[(CTOTHHTEIBHBI )

KOMIIOHEHT

IN-((28,3S)-1-(azeTuaun-1- Cl
o
rkapOooHmn)-2-(6udennn-3- ® o

353
TMETHIT)TUPPOITHANH-3 - 1T

4142

MeTaHCy 1b(OHAMUA

(2S,35)-2~((3’-propbud ermn-3- . 2

354 wn)merin)-N, N-nmumeTH-3- () 5 4202
4

((MeTuncyibGoHIIT)aMUHO)
muppoauanH-1-kapOokcaMuy

IN-((28,35)-1-

(uuxnoOytunkapbonmn)-2-((2,3°,5-
355  |rpudropbudenun-3- 4672
FT)METHIT) TP POTHIHH-3 -

vT)MeTaHCY Ib OHAMIL

IN-((28,3S)-1-(aserunun-1-
wikap6onmn)-2-((2,3’,5-
356 mpudropbudenmn-3-
VJT)METHI) TUPPOITUIUH-3 -

468,2

vT)MeTaHCy b oHAM I

IN-((28,3S)-1-
(unknodyrunkapoonmn)-2-((2,3°,5-
357  |rpudropbudenun-3-

FLT) METHIT)TTUP POSTHIHH-3 -

4812

WT)3TaHCy IbPOHAMEL

IN-((28,3S)-1-(aserunun-1-
mnkap6onmn)-2-((2,3’,5-

358  \rpudropbudenun-3-mm)merui)
[UPPONUINH-3-1IT)

4822

TaHCY Tb(OHAMIT

JTnamun N’-((2S,39)-1+
(uuxnoOyrunkapbonmn)-2-((2,3°,5-
359  |rpudropbudenun-3-
w)MeTHn)nupponuaus-3-ui)-N,  N-
TMMETHIICEPHON KUCIIOTBI

Muamun N°-((2S,35)-1-(asetrnus-1-
mnkapoonmn)-2-((2,3°,5-

360  [rpudropOudenma-3-

496,2

4971
wn)MeTrn) mupponuana-3-ui)-N,  N-

HHMeTHHCBpHOﬁ KHCJIOTBI

(2S,3S)-N-stun-2-((3’- @
F <
bTopOudennn-3-mm)mern)-N- i il 434
~ S
MeTiI-3-((MeTHICY TbQOHMIT) ’
AMUHO)THPPONUANH-1-kapOokcamuz ~

361

IN-((28,3S)-1-(aserunun-1- ‘

unkap6onmn)-2-((3°,5’- r ()
362 |nudropbudenmn-3-mi)meTm)
MUPPOIUIIH-3- 1) e
braHcyboHaMHA

o
H 4642

- 106 -



043368

Tabiuma 1-38

IHPUMEP

HA3BAHHME 110 HIOITAK

Crpyxkrypa

JlonoTHUTEIbHBIH
KOMITOHEHT

MC

363

IN-((2S,3S)-1-(azeTunun-1-
unkapoonnn)-2-((3’-¢propbudenn-
3-rm)meTrn)

TP POV AMH-3-1T)
pTancynbhOHAMULT

446,2

IN-((2S,3S)-1-(a3eTunun-1-
wikap6onmn)-2-(6udenmn-3-
WIIMETHIT)TUPPOITUIHH-3 -
WIT)3TaHCY IbpOHAMIT

4283

(25,3S)-3-((>Tusncynbdonnn)
amiHO)-2-((3°-¢Topbudenni-3-
wn)MeTi)-N, N+
MMMETHIHPPONUANH-1-

KapOoKcaMuz

4342

366

(25,35)-2-((3°,5’-nudpropbudennn-
3-nm)mernn)-N, N-agumernn-3-
((MeTHICY Tb(OHNIT)aMHHO)

P pOIUANH-1-KapOoKcaMuy

4382

(2S,3S)-2-((3°,5’-mudropoud enun-
3-mm)mernin)-3-
((3runcyasdonmn)amuno)-N, N+
IMMETHIITUPPOTUIHH-1 -

kapOokcamuz

452,1

368

(28,3S)-2-((3’-¢propbudennn-3-
wi)MeTH)-N-u3onponuia-N-MeTH-
3-((MeTuncynbpoHMI)

AMITHO) TUPPONUINH- 1 -kapOoKcaMun

4482

369

(2S,35)-2~((3°,5 - nudropbudenun-
3-un)merin)-N-3Tun-3-
((aTmncynbgoH)
AMUHO)-N-MeTHUIIAPPONUITH-1-
KapOokcamug

466,2

370

(2S,35)-2-((2,3’-nudropbudennn-3-
wn)metin)-N, N-mumeTnn-3-
((MeTuICy Ib(GOHKUIT)aMUHO)

muppoauanH-1-kapOokcaMug

371

(2S,35)-2-((2,3’-nudropbudernn-3-
vn)MeTHn)-N-3Tin-N-Me -3 -
((MeTuncy b OHIIT)aMHHO)
nuppoauanH-1-kapOokcamug

4522

372

IN-((2S,3S)-1-(azernaun-1-
nnkap6onmn)-2-((2,3’-

M TOpOHbEHIUIT-3-1IT)METHIT)
[MUPPOIUANH-3-1T)

STaHCYIb(OHAMIL

464,2
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Tabuma 1-39

IIPUMEP

HA3BAHHME 110 HIOITAK

Crpyxrypa

JlonoJITHUTEILHBI
KOMIIOHEHT

MC

373

(2S,3S)-2-((2,3’ -nudropbudennn-3-
) meTH)-3-
((>TuncynbgoHmT)aMuHO)-N, N-
IMMMeTHIITHPPONUAHH-1-

KapOoKcamug

4522

374

IN-((2S,3S)-1-(azerunun-1-
nnkapoonmn)-2-((2,3’-
imudropbud erm-3-1mwi)MeTin)
[MMPPOSTHANH-3-1I1)
LINKJIOIPOTIAHCY Tb(OHAMUT

476,1

(25,35)-3-

(UK JIOTIPOTTIIICY IB(OHMIT)AMIHO)-
2-((2,3’-nudpropbudennn-3-
w)metin)-N, N-
IMMMeTHIITHPPONUAHH-1-
KapOoKcamMug

464.2

376

Muamun N’-((2S,3S)-1-(azetnaun-1-
mikapOormn)-2-((2,3’-
imudropoudenmn-3-
WT)METHI)IUPPONUanH-3-1i)-N, N-
ITMMETHIICEPHON KUCIIOTHI

4792

(2S,35)-2-((2,3’ -nudpropbudermi-3-
VUT)METIT)-3-

((zumernncy nbhamornn)amMmuto)-N,
IN-IuMeTHanUppoTHanH-1-
KapOoOKcaMug

4672

378

IN-((28,3S)-1-(azernnun-1-
nnkapoonni)-2-((2,3°,5’-
rpudTopOudenun-3-um)merun)
[TMPPOSIHANH-3-1I1)
MeTaHCyIbhOHAMUL

468,2

379

(2S,39)-N,
((MeTuncynp(oHNT)aMHUHO)-2-
((2,3°,5 -tpudropbudenun-3-
V1) METHIT ) TUPPONTUANH- 1 -

N-mumeTun-3-

KapOOKCaMuJ

456,2

380

IN-((2S,3S)-1-(azerunun-1-
nkapOormn)-2-((3’-xmop-2-
bTopbudenwn-3-mn)meTin)
[TUPPOSIUANH-3-1I1)
MeTaHCy b OHAMUA

466,1

381

(28,38)-2-((3’-x10p-2-
(dropbudpenun-3-un)mernn)-N, N+
ImuaMeTi-3 -((MEeTHIICY IB(OHII)

AMITHO ) TP POITHANH- 1 -KapOoKcaMu

4541

382

(2S,35)-2-((3°,5’-nudpropbudennn-3-
) MeTn)-N-MeTokeH-N-MeTHII-3 -
((MeTUIICY b OHILT)aMHIHO)
ruppoauanH-1-kapOokcamu

4542
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Tabmuma 1-40

[IPHMEP | HA3BAHHE [0 HIONAK | Crpyscrypa | ACTOMHTeaRmbi |

KOMIOHEHT

(28,35)-2-((2-propbudennn-3-

u)MeTH)-N, N-mumermnn-3-
4202

((mMeTunCy B OHIIT)aMHHO)

MUPPOSIHANH-1-KapOokcamMus

N-((28,35)-1-(azernnun-1-
uikapooHmn)-2-((2-

384 ¢$ropbudenun-3-nm)mertri)
MUPPOTHANH-3-1I1)

432,1

METaHCY b OHAMK

(25,35)-2-(6budenmn-3-
UnMeTun)-3-

385 ((3runcyasponun)amuno)-N, N- 416,2
JUMETHIMHPPONUANH-1-

KapOoKcaMus

N-((28,38)-2-((2,3’-

auTopOup eHmI-3 - UT)MeTH)-
386 1-((1-rugpoxcumkIo0y THIIT) 465,2
KapOOHUIT)IUPPOITUANH-3 -

HIT)METaHCY JIb(h OHAMHT

N-((2S,3S)-2-((2,3’-

b TopOHbeHMIT-3 - HIT)METHI)-
387 1-(2-ruppokcu-2- 4532
METHJITPOIIAHOI ) TUPPOIHANH-

3-un)MeTaHCy IbhOHAMUA

N-((28,38)-2-((2,3’-

muTopOup eHmI-3 - u)MeTH)-
388 1-((1-rugpoxcumkIo0y THIIT) 479,2
KapOOHMIT) TUPPOTIUANH-3-1IT)

STAHCY IbGOHAMHUL

N-((28,38)-2-((2,3’-
nudropoudeHwI-3-U)MeTIN)-
189 1-(2-ruppokcu-2-
METHJIITPOIIAHOMT)
MMPPONTHANH-3-HIT)

STaHCYIbGOHAMU

N-((2S,38)-2-((2,3’-

b TopOHrd eHMIT-3 -UIT)METHI)-
390 1-((1-ruppoxcHIn KO0y THIT) 4912
KapOOHIIT) IUPPOIUANH-3-

WUT) LMK JIOTIPOTIAHCY JIb(hOHAME

N-((28,38)-2-((2,3~-
b TopOHb eHMIT-3 - HIT)METHI)-

1-(2-runpokcu-2-

391 4772

METHIIIPOTIAHOWIT)
NUPPONUANH-3-
W) LIHKJIOTIPOIIAHCY IbhOHAMH

Huamun  N°-((2S,3S)-2-((2,3’-
mubropOud eHn-3-u)MeTHn)-
392 1-((1-ruppoxcHIUKIO0Y THIT) 4942

KapOOHIIT) IUPPOSTUANH-3- 1T )-

N, N-gumeTtuncepHo KUCIOTHI
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Tabmuma 1-41

IIPUMEP

HA3BAHHUE IO HIOOAK

Crpykrypa

Jlonmo/THUTEJIbHBI
i KOMIIOHEHT

MC

393

Huamun  N°-((2S,3S)-2-((2,3’-
nudropOud eHNI-3 -1IT)METHIT )-
1-(2-runpokcu-2-
METHIITPOIIA HOMIT) TUPPONTH AN H-
3-un)-N,
KHCJIOTBI

N-numeruncepHoit

4822

394

N-((28,38)-1-((1-
TUAPOKCHULIMKIIOOY THIT)
kapbonunn)-2-((2,3°,5’-
TpudropSudenun-3-un)meru)
TP POIMINH-3-1IT)
METaHCY b OHAMH

4811

395

N-((28,35)-1-(2-runpokcu-2-
Metunnpomnanonn)-2-((2,3°,5°-
TpudTopdudennn-3-
WIT)METHI) TUPPOTUANH-3-
WIT)METAaHCY IbPOHAMUL

469,1

396

N-((28,38)-2-((3’-xn0p-2-
¢bropbudennn-3-ua)merun)-1-
((1-ruppoKCHIUKIIOOY THIT)
KapOOHMIT) MUPPOITUANH-3-
WIT)METaHCY b OHAMU

481,1

397

N-((28,38)-2-((3’-xm0p-2-
¢dropbudennn-3-mwr)meri)-1-
(2-runpoxcu-2-
METHJIIPONAHOMJI ) ITHPPOJIUANH-
3-un)MeTaHcy IbpOHAMUL

469,2

398

(28,38)-3-((>Tusncynbdonnn)
amuHO)-2-((2-propbudennn-3-
wimMeTui)-N, N-
IMMETHIMUPPOTHIUH-1-

kapOokcaMun

4342

399

(28,38)-3-((>Tusncynbdonnn)
amuHo)-N,
((2,3°,5 -tpudpropoudennn-3-
WIT)METHII) TUPPOTUANH- 1 -
kapOoKcaMus

N-numernn-2-

470,2

400

(28,3S)-2-(budennn-3-
unmetin)-N, N-gumerun-3-
((mMeTuncy b OHIIT)aMHHO)
MUpPONUINH- 1 -kapOokcamuz

402,2

401

(28,38)-2-((2,3°-

i TopOud eHmI-3-1T)MEeTIIT)
-3-((aruncynbHoHIT)aMHHO)
-N-meTtokcu-N-
METHJINUPPOTUANH- 1 -
KapOoKcaMuz

468,1

402

N-((28,3S)-1-u300yTupun-2-
((2,3°,5 -tpudropoudenr-3-
WJT)METHI)TUPPOTHIHH-3 -
WIT)METaHCy b oHAMHUST

4552
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Tabmuma 1-42

OPUMEP

HA3BAHHE ITIO UIOITAK

CrpykTypa

JlonoTHUTEIbHBIH
KOMIIOHEHT

MC

403

(2S,3S)-N-merokcu-N-meTui-3-
((MeTunCy b OHNUIT)aMUHO)-2-
((2,3°,5 -rpudropbudernn-3-
VLT)METHIT) ITUP POSTHAHH- 1 -
KkapOokcamuz

4722

404

IN-((2S,38)-2-((3",5’-
nudropoudenun-3-mwi)mermn)-1-(2-
UIPOKCH-2-METHIIIIPONAHOMT)
MMPPOTUANH-3-1T)
BTaHCyNb(pOHAMUT

465,1

405

IN-((28,35)-2-((3°,5’-
nudropoudenun-3-un)merun)-1-
(oxceTaH-2-nnkapOOHMI)
MUPPOTUANH-3-HT)
BTaHCy b OHAMUT

463,1

406

(2S,35)-2~((3’-dpropbudennn-3-
vu1)MeTHn)-N-MeTokcn-N-MeTh-3-
((MeTuIICY IB(OHMIT)aMUHO)
MUpPpOIUANH-1-kapOokcaMu

4362

407

(2S,3S)-2-(6udenn-3-mamerni)-3-
((3TuncynbgoHu)
aMIHO)-N-MeTOKCH-N-
METHIITHPPONHAMH- | -kapbokcamus

4322

408

(2S,3S)-2~((2-propoudennn-3-
vut)MeTrn)-N-metokcn-N-MeTh-3-
((MeTuIICY IB(OHMIT)aMHUHO)
nUppoaUAnH-1-kapOokcaMu

4362

409

(25,3S)-2-(6udennn-3-unmernn)-N-
MeTOKCU-N-MeTH-3-
((MeTHIICY Tb( OHIIT)aMUHO)
mupposuauH-1-kapbokcamun

4182

410

IN-((2S,3S)-2-((2-¢Top-3°-
MeTunbndennn-3-mm)mermn)-1-(2-
CHAPOKCH-2-METHIIIPOIAHOHM)
MTHPPOTUANH-3-1T)

MeTaHCY JIb(OHAMI

4492

411

IN-((2S,38)-2-((2,3"-nudrop-5 -
MeTunbndennn-3-mm)mernn)-1-(2-
TUIPOKCH-2-
METHIIPOIIAHOWIT) AP POTHIANH-3 -
WJT)METaHCY IbpOHAMUT

467,2

412

IN-((28S,35)-2-((3’-dpropbudennn-3-
nn)merun)-1-(2-merokcu-2-
METHIIIPOIIAHOMIT)

MUPPONTHINH-3-

w)MeTaHCy b oHAMIT

4492
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Tabmuma 1-43

MPUMEP| HA3BAHHE II0 HIOIAK Crpyicrypa [ \CTOHHTEIBHBIH| )

KOMITIOHEHT

IN-((2S,3S)-1-(2-runpokcu-2-
MeTunnponaHonn)-2-((2,2°,3-
413 |rpudropObudenun-3-mn)merii) 471,2
MUPPOTUANH-3-1T)

MeTaHCy b OHAMHT

IN-((2S,3S)-2-((2,2’-nudropbudenun-

a4 3-un)merun)-1-(2-runpokcu-2- 4532

METHJITPOIIAHOI ) TUPPOIUANH-3-

rT)MeTaHCy b OHAMEIL

1-®Top-N-((2S,3S)-2-((3’-

bTopOoudpennn-3-mwr)merun)-1-(2-
415 MHIPOKCH-2-METHIINPOIAHOWIT) 451,0
[UPPOITUANH-3 -1T)

MeTaHCy b OHAMU

1,1-Tludprop-N-((2S,35)-2-((3'-

bropbudenun-3-wr)merwmn)-1-(2-
416  |[THOPOKCH-2-METHIIIPOIIAHOWII) 468,9
MUPPOITUANH-3-1T)

MeTaHCY Ib(hOHAMU

IN-((2S,3S)-2-((2,3’-nudpropoud erun-
3-mm)metun)-1-(2-runpokcu-2-

417  [METHIIIPONAHOMI) 469,1
MHPPONTUANH-3-11)-1-

(bTopMeTaHCy IbhOHAMUL

IN-((2S,35)-2-((2,3’ -mudpropbud enmi-
3-mn)merun)-1-(2-runpokcu-2-

418 METHIIIIPOIIAHOWI) 487,0
MUppoNuaAnH-3-un)-1,1-
mudropmeraHcy ibHOHAMUL
IN-((2S,3S)-2-((2,3’ - nuhropoud erun-
3-um)mernin)-1-(2-ruppokcu-2-

419  |mMeTHIIpOMAHOWIT)
MUppoIUAnH-3-1i)-1-

METOKCHMETAHCY Ib(OHAMUT

IN-((28,3S)-1-(2-ruapoxcu-2-
MeTuiponanonn)-2-((2,3’,5°-
420  ({rpudropbudenun-3-un)meru)
mUppoIuAnH-3-1m)-1-

499,1

METOKCHMETAHCY Ib(hOHAMU

IN-((2S,38)-2-((3",5°-

mudropoudenu-3-un)mernn)-1-(2-
421 CUAPOKCH-2-METUIIIPOIAHOWI) 469,1
UppOoIUAnH-3-1)-1-

(bropmerancynshoHaMig

IN-((28,35)-2-((3°,5’-

mudropoudennn-3-mwi)mermn)-1-(2-
422  |[rEOpOKCH-2-METHIIPOIIAHOWIT) 487,0
nuppoauanH-3-mi)-1,1-

mudTopMeraHcyibhoHamun

-112 -



043368

Tabmuma 1-44

IIPUMEP

HA3BAHHE 110 HIOITAK

Crpykrypa

JonoTHUTEIbHBIH
KOMIIOHEHT

MC

1-®Top-N-((28,3S)-1-(2-runpokcu-2-
metunnponanonn)-2-((2,3°,5’-
rpudTopbudern-3-

V) METHIT) TUP POSTHAMH-3 -1IT)
MeTaHCy b OHAMITT

4871

424

1,1-Tudrop-N-((2S,35)-1-(2-
CUIPOKCHU-2-METHIIPONAHOI)-2-
((2,3°,5 -tpudropoudennn-3-
VLT)METHIT) TUPPOSIHAMH-3 -
MIT)MeTaHCY IbHOHAMHUL

505,1

425

IN-((28,3S)-2-((2°,3’-nudropbud e Hun-
3-wn)mernn)-1-(2-rugpokcu-2-
METHJIITPOIIAHOMIT)

[TPPOJIMINH-3-1IT)

pTaHcynbGOHaAMU

467,2

426

IN-((28,3S)-2-((3’-xnopbudenn-3-
un)meTH)- 1 -(2-runpokcu-2-
METHIIPOTIAHONIT)
MUPPOSIUANH-3-1IT)

STaHCy nbGOHAMUT

465,2

427

IN-((2S,3S)-1-(2-runpokcu-2-
MeTunnpornanonn)-2-((2,2°,5’-
rpudTOpOUDHEHHIT-3 -1 )METIIT)
MPPOSTHANH-3-1JT)
MeTaHCy b OHAMUT

4712

428

IN-((28S,35)-2-((3’xm0p-2,5’-
mudropoud ennn-3-un)meri)-1-(2-
AAPOKCH-2-METHIITTPONIAHONIT)
MUPPOTUANH-3-1IT)
MeTaHCyIb(hoHAMIT

4849

429

IN-((28,38)-2-((3’-bTopbudenun-3-
v1)MeTi)- 1 -(2-runpokcu-2-
METHIITIPOTIAHOWI)
[TUPPOTMINH-3-1IT)

TaHcy Ib(OHAMIL

447,0

430

IN-((2S,3S)-2-((2-propbudenm-3-
vn)MeTn)- 1-(2-rugpokcn-2-
METHJIITPOIIAHOMIT ) TUP PO IMH-3 -
V1) TAHCY Tb(OHAMULT

4492

431

IN-((28S,3S)-2-((3’-xs10p-2-
(dropbudennn-3-um)merun)-1-(2-
rUAPOKCH-2-METHITPONAHONI)
MPPONTHANH-3-1JT)
bTaHCyIbhOHAMHEL

483,1

432

IN-((2S,3S)-2-((2-¢Top-3°-
MeTHIonbeHII-3 -1T)MeTH)-1-(2-
CHUIPOKCH-2-MEeTHIIPOITAHOMI)

MUPPONIHANH-3-1T)3TaHCY IbHOHAMHUL

463,2
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Tabmuma 1-45

ITPUMEP

HA3BAHHE ITIO UIOTTAK

CrpyxTypa

JonoJHUTENbHbIA

KOMIIOHEHT

MC

433

IN-((28,3S)-2-((2-dpTopbudennn-3-
wn)meTun)-1-(2-rugpokcu-2-
METHJIITPOTIAHOIT ) TUPPONUIUH-3 -
WT)MeTaHCY b oHAMU

435,2

434

IN-((28,3S)-1-(2-runpokcu-2-
MeTunponaHomn)-2-((2,2°5’-
rpudropoudeHnn-3-un)meru)
MPPOTHINH-3 - 1T)
BTaHCyIbHOHAMI

485,2

IN-((2S,3S)-1-(2-runpokcu-2-
meTwnponanomn)-2-((2,3°,5°-
rpudropoudeHnn-3-un)meru)
[P PONTHIH-3-HT)
bTaHcyibhoHaMus

483,1

436

IN-((28,3S)-1-(2-runpokcu-2-
MeTunponaHomn)-2-((2,2°,3’-
rpudTOpOHBEHIIT-3 - U )METIIT)
MUPPOSTUIUH-3 - 1T)
sTaHcyIbHoHAMIT

4852

437

IN-((28,3S)-2-((3’-xnop-2,5’-
mudropOudenmn-3-un)merun)-1-(2-
CUPOKCH-2-METHIPONAHOMT)
MUPPOTHANH-3-1JT)

bTaHcy nbGOHAMUA

499,0

438

IN-((28,3S)-2-((2,3’-nudrop-5’-
MeTiOHb eHmI-3-1un)metin)-1-(2-
rHAPOKCH-2-

METHIIPONIAHOMIT) TUPPOSTHINH-3 -
v1)9TaHCy IbhOHAMEL

4812

439

IN-((28,35)-1-(2-ruapokcu-2-
meTunponaHomnn)-2-((2,3°,5°-
rpudropordeHnn-3-un)meru)
[TMPPONTUIIH-3-1T)
LIMKJIONPONaHCY TbMOHAMH

495, 1

440

IN-((2S,3S)-2-((2-pTopbudennn-3-
n)metun)- 1-(2-ruppokcu-2-
METHJIITPOTIAHOWIT ) THPPOITHANH-3 -

V1) LIMKJIOTIPONAHCY TbhOHAMH

4612
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Tabnuma 1-46

HPI/;I\IE HA3BAHNE MO HIOTAK Crpykrypa JlonoHuTe TbHBIH

MC
KOMIIOHEHT

IN-{(2S,3S)-1-(okceran-2-kapboHu)-2-
[(2,3’,5"-tpudrop

441 |[1,1’-6udennn]-3-um)merun)
MAPPOTUANH-3 -1 }

469,1

MeTaHCyIbhOHAMUA

N-[(2S,3S)-2-[(2-¢dTop[1,1’-Oudernwnn]-3-

442 mn)merhi]-1-(okceran-2- 4332

KapOOHMIT ) TUPPOITUANH-3-
| MeTaHCy b OHAMU

N-{(2S,35)-1-(a3eruaun-1-kapbonui)-2-
[(3-Oensunenrn)

443
MeTHJI | TUPPONTHANH-3 -1}

4423

PTaHCYNb)OHAMUT

IN-{ unc-1-(azernaun- 1-xkapOomwr)-2-
[(muGenzo[b, d]dypan-2-m)

444
METHIT | TP POSTHINH-3- 111 }

4283

MeTaHCy Ib(hOHAMUL

IN-{ tic-1-(aseruaun- 1-xkapbonumm)-2-[(3- @o%gﬁ
HN -3
N

beHOKCHbEeHMIT)

445
METHIT | TP POSTHINH-3- 111 } e

4442

BraHCy b OHAMUL
IN-{ tiuc-1-(uuxnobyrankapOonmn)-2-[(3-
benokcubeHmT)MeTHN)

446
MUPPOTUANH-3-11 |

BTaHCYIbpOHAMUT

IN-[mc-1-(azernnun- 1"kap6onmn)-2-{ [3-
(npomnan-2-nn)-1-6enzodypan-5-
447  |un]merun} 420,2

MTHAPPOIMANH-3-1iI]

MeTaHCyIbhOHAMUA

IN-{ iic-1-(aserunun- 1-xapbonun)-2-[ (4- @n

443 beHokcubeHIT)METI| m% E 4302

THPPONUIMH-3 -1}
MeTaHCyIbhoHAMET M

1,1,1-TpudTop-N-{(2S,3S5)-1-(2-
THIPOKCH-2-METHIIIPOIIAHOWIT )-2-
449  |[(2,3’,5 -tpudrop[1,1’-Oudennn]-3-
MIT)MeTHIN| m\lwg"

MTAPPOTMAMH-3 - 1T } METAHCY Tb(OHAMHLT

IN-[(28,35)-2-[(2,3’-audTop
[1,1’-Oucpernn]-3-mm)mernn]-1-(2-

450  [rUmpOKCH-2-METHIITPOIIAHONIT) 497,2

MUppONUANH-3-1i]-1-
(broprmkIonponan-1-cynbhpoHaMu
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Tabmuma 1-47

IMPUME
P

HA3BAHHE 11O HIOITAK

JonoTHUTEIBbHBIH
KOMITIOHCHT

MC

451

(2S,3S)-N-atun-2-[(3’-drop
[1,1’-Oudenmn]-3-wn)mermn]-3-
[(meTancynbpoHmI)aMIHO|
mHppONUAHH- 1 -kapOokcaMu

420,1

452

IN-[(28,35)-2-[(2,3’-nudTop
[1,1’-6udenun]-3-ummernn]-1-(2-
CUIPOKCH-2-METHIITPOIIAHONT)
nuppoauanH-3-ui)-1-propatan-1-
cybhoHamug

485,2

453

Muamun ~ N°-{(2S,35)-1-(azeTnaun-1-
kapOoH)-2-[(3-6pom-2-
bropdenmn)merni)
MUPPOIUANH-3-mi}-N,
IMMMETHIICEPHOH KHCIIOTBI

463,1

454

IN-[(2S,3S)-2-[(3’,5 -oudTop[1,1°-
OudeHm]-3-m)
metui]-1-(1-metii- 1H-nupaszon-3-
KapOOHUI)TUPPONUAUH-3-
un)sTancyabHoHaMuz

4892

455

IN-[(28,35)-2-[(3,5’-nudTop
[1,1°-Oudenun]-3-un)merun]-1-(dypan-
2-KapOOHUI)TUPPOIUANH-3-

1 [3TaHCcy nbGOHAMU

4752

456

IN-{(28,3S)-1-(a3eTuaun-1-kapOoHu)-
2-[(2-pTop[1,1’-Oudennn]-3-un)mernn)
AP PO MH-3- 11 }

bTaHCy b OHAMUA

446,0

457

IN-{(28S,3S)-1-(3-runpokcu-2,2-
ImuMetHnponanonn)-2-[(2,3°,5’-
rpudrop[1,1’-6udennn]-3-mn)meru]
THPPONTUAMH-3 -1

METAHCY Ib(OHAMUT

484.9

458

IN-[(28,35)-2-[(3’,5’-audTop
[1,1’-6udenun]-3-un)merun]-1-(1H-
MMUA3011-2-1J) TUPPOTUAHH-3-

W [3TaHcy b OHAMUL

4472

459

IN-{(28S,3S)-1-(aseruaun- 1 -kapOoHu)-
2-[(3’-¢rop[1,1’-Ondpennn]-3-
MT)MeTHI]

P pPONUANH-3-1]-1-
(bropmeraHcy b OHAMULT

450,2

460

IN-((2S,35)-1-(azerunun-1-xapOboHu)-2-
[([1,1’-Oudennn]-3-

WJT)METHIT | TUPPONHANH-3 -1T)- 1 -
bTopmeraHcyabhOHAMUL

4322
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Tabmuma 1-48

IPUME

HA3BAHMUE 110 HIOITAK

Crpyxkrypa

JlonoHNTE TBHBIH

KOMINOHEHT

MC

461

IN-[(2S,3S5)-2-[(3",5’-mudTop
[1,1’-6udenmn]-3-ur)mermn]-1-(1-
meTw- 1 H-umunason-2-wn)

P POTUINH-3 -1 |
bTaHcybpOHAMUL

461,2

462

IN-((2S,3S)-1-(azeTunun- 1-kapOoHMT)-
2-[(3’-¢rop[1,1’-Oudenun]-3-
WT)METHI |

P POTHINH-3-1I|

LIMKJIONPOMAHCY Ib()OHAMH

4582

463

IN-((2S,3S)-1-(azeTuaus-1-kapOoHuI)-
2-[([1,1-0ndennn]-3-
WLJT)METHIT | TUPPONTHIMH-3 - 11 }
LIHKJIONPOaHCy b OHAMHUT

440,2

464

IN-((28,3S)-1-[1-
(TMAPOKCUMETHIT)IUKJIONPOnaH-1-
kapbonmn]-2-[(2,3°,5 -rpudrop[1,1°-
Gubenm]-3-U1)MeTHI |TUPPOIHANH-3-
1} METAHCY Ib(OHAMUTL

483,1

465

IN-((28,3S)-1-(1H-umunazon-2-mn)-2-
[(2,3°,5 -tpudrop[1,1’-6udennn]-3-
MIT)MeTHII]

TUPPOTUIUH-3 -1}
BTaHCYIbhOHAMHT

465,2

466

IN-((2S,3S)-1-(azeTunus- 1 -kapOoHm)-
2-[(2-¢prop[1,1’-6uden]-3-mn)mermn]
MUPPOIUANH-3-1i)-1-
(bropmerancyibhOHAMUL

450,2

467

IN-((25,3S)-1-(aseTunun-1-xapOoHu)-
2-[(2,3’-mudTop
[1,1’-6udenmn]-3-nn)mermn]
MUppOIUANH-3-mi]-1-
(bTopmeTaHCyIbHOHAMUL

468,2

468

IN-[(2S,35)-2-[(3",5’-audrop[1,1°-
oudpenwn]-3-mn)mermn]-1-(1-atun-1H-
TMHA30J1-2-1T) TP POTHANH-3 -

11 |3 TaHCY b OHAMUT

475,3

469

IN-((28,35)-1-[1-

(rUIPOKCHMETHIT) IUKIOOY TaH-1-
kapGomm]-2-[(2,3°,5 -rpudyrop[1,1°-
Ouhe HUIT -3 -UIT)METIIT | TUPPOSTUIAH-3 -
LT } METAHCY IbOHAMHUTT

4972

470

IN-((2S,3S)-1-(6-xmoprniupunasun-3-mi)-
2-[(3°,5 -nudrop[1,1’-6udenw]-3-
VT)METHIT |TUPPONTUIANH-3-1111 §

STaHCy Nb(pOHAMUT

493,1
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Tabuuma 1-49

IMPUME

HA3BAHHE IO HIOITAK

Crpykrypa

JlononHUTENbHBIH
KOMIIOHEHT

MC

471

IN-[(28,3S)-2-[([1,1’-6udenmn]-3-
) meT |- 1-(uuknody TaHekapOOHIIT)
THPPONUANH-3 -1 |3TaHCy b OHAMHT

3 %

Q
HM-SL

4273

472

IN-[(2S,3S)-2-[(3°,5 -mudTop[1,1°-
O enn]-3-mm) r
MeT]- 1-(6-MeTHInmpuaa3suH-3-
1) TUPPONUIHH-3 - I
BTaHCYIbhOHAMUA

4732

IN-[(2S,35)-2-[(3°,5 -audyTop
[1,1°-6udpennn]-3-mr)mer]-1-
(MMpHOa3HH-3-11) THPPOITHIHH-3 -
W1 ]3TaHCy Ib(hOHAMU

459,1

474

(2S,35)-3-[(3TanCcynbdhOHMT)
amiHO]-2-[(3’-¢rop[1,1’-6udpennin]-3-
nn)MeTHI |-N-MeToKCH-N-
METHUIMUPPOITUANH- | -kapOokcaMu

450,2

475

(25,38)-3-

[(mumeTHncy bbamonn)amuno]-2-[(2-
brop[1,1°-6udennn]-3-un)merun]-N, N-
MUMEeTHIIUPPOIUANH- 1 -kapOokcamus

4492

476

(25,3S)-3-
[(mumeTicybhamont)amMuHo|

-N, N-gumerun-2-[(2,3°,5’-
rpudTop[1,1’-Oudennn]-3-
UT)METHIT | IUPPOTUAMH- 1 -kapOoKcaMun

4852

477

(2S,3S)-2-[(3°,5” -mudTop
[1,1°-Oudennn]-3-un)mermn]-3-
[(eTancynbponut)amuno]-N-meTokcu-
IN-MeTumuppoauans- 1-kapookcamus

468,1

478

IN-[(2S,35)-2-[(3’,5’-nudrop
[1,1’-6udenun]-3-wr)merwmn]-1-(1,2-
OKCa30MHOHH-2-KapOOHHMIT)

TP POIIOUH-3 -1 |
PTaHCY b OHAMIL

480,2

479

1-@rop-N-[(2S,35)-2-[(2-dTop
[1,1’-Oudennn]-3-wr)merwmn]-1-(2-
MHIPOKCH-2-METHIITIPOTIAHOMII)

TP POIUANH-3 -1 | IUKJIONpOTaH-1-
cynboHaMuz

4792

480

1-@rop-N-{(28S,3S)-1-(2-runpokcu-2-
meTunponanomn)-2-[(2,3°,5’-
rpudrop[1,1’-6udennn]-3-um)merui]
MUPPONIANH-3-11 } IUKJIONPONaH-1 -
cybdhoHaMMT

515,1
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Tabmuma 1-50

IPUM i
£p HA3BAHHE I10 UIONIAK Crpyirypa OO HHTeABRbII

MC
KOMIIOHEHT

IN-[(2S,35)-2-[(3”,5’-mnudTop[1,1°- P
Oudenmn]-3-um) O
erm)-1- e 4812
(TpuMeTHITHAPA3HHKAPOOHMIT) ’
MUpPPONUANH-3- _,,-3‘ 1
W1 3 TaHCy Ib(OHAMHA v
IN-((2S,35)-2-((2,3’-
nuTopbudenun-3-mn)mernn)-1-(2-
482  [runpoxcu-2-
METHIIPOIAHOMII ) TUPPONUIAH-3-

481

467,1

)3 TaHCY Tb(OHAMHL
IN-((28S,3S)-1-(2-rugpokcu-2-
merunnponadomn)-2-((2,3°,5’-
483  rpudTopOnhEeHII-3-1IT)METIT)
THPPOTHANH-3-1IT)

469,1

METaHCYIb()OHAMUT
IN-((2S,3S)-1-(2-runpokcu-2-
MeTunnponasnoun)-2-((2,3°,5’-
484  |\rpudTopbudennn-3-mm)MeTnn)
MTUPPOTUANH-3-1T)
BTaHCyIb(pOHAMHL
IN-((2S,3S)-1-(azerunus-1-
unkap6onmn)-2-((2,3’-

485  |nudropbudenun-3-mm)mernn)
TP OTUANH-3-1T)

485,2

450,1

MeTaHCYIb(hoHaAMUT
(2S,35)-2-((2,3’-qu¢ropbudennn-3-
MIT)METHIT)-3-

486  |((3runcynedonum)amuno)-N, N+
IUMETHINUPPOIUANH- 1 -

4521

KapOOKcaMug
(2S,3S)-3-((atuncy b oHi)
amuHO)-N, N-mumeruin-2-((2,3°,5’
487  |rpudropbudennn-3-
JT)METHIT)TUPPOTUIH- 1 -

470,2

KapOOoKcaMug

IN-((2S,35)-2-((2,3’-
nuTopbudenun-3-um)merun)-1-(2- | ¢ 1
488  [rumpokcu-2- PR 4672
METHJIIPOIIAHOMI ) TUPPOIUAMH-3- )\gu

1IT)9TaHCY b OHAMHUL

OkcnepuMeHTaNbHBIH npumep 1. Tlomydenue KieTok, cTabMIBLHO IKCIPECCHPYIOMINX YeIOBEYeCKuil pe-
nentop opekcuna 2 tuma (hOX2R).

JIyist moydeHHs KJIETOYHOTO KJIOHA, CTA0MIBHO 3KCIIPECCHPYIOIIETO YEIOBEYECKUIT PEIeNTOp OpEeKCHHA 2
tuma, kJIHK dgenoBeueckoro perentopa opekCHMHa 2 THIIA BCTPAWBAIOT B IIa3MUIHBIA BekTop PpcDNA3.1(+)
(Invitrogen) m kimoHHpyIoT Twiasmuanyio JITHK mius skcnpeccnn denoBedecKoro perenrtopa OpeKcHHa 2 ThIa
(pcDNA3.1)(+)/hOX2R). ITnazmuanyio JJTHK BBomsar B kinetky CHO-dhfr MmeTomom amekTponiopanui, a KIeTKH-
KJIOHBI, 9KCIPECCHPYIOIINE UYEIOBEUECCKUI PElEenTOp OpeKCcHHa 2 THUIA, IOJIy4aroT METOAOM OTPaHHYCHHOTO
pasBelleHus C HCIIOJIb30BAHUEM YCTOWYMBOCTH K JiekapcTBY G418 B kadecTBe Mapkepa oTOopa.

DKcnepuMeHTaNbHBIH puMep 2. M3MepeHne akTHBHOCTH arOHHUCTa PELeNTopa OpeKCHUHa 2 THIA.

Knerkn CHO, npuHyauTeNbHO 3KCIpeccupylomue yenoeueckuil perentop OX2, BBICEBAIOT B KaXKIYIO
JTyHKY 384-IyHOYHOTO YepHOro IulaHmiera ¢ mnpo3paunsiM gHoM (BD Falcon) mpu mmotHoctn 7500 kite-
TOK/JIyHKa M KyJbTHBUPYIOT B TEYEHUE OAHOTO AHS B HHKyOaTope ¢ 5% CO, npu 37°C. Ilocne ynaneHnus cpept
B KJICTOYHBIH TUIaHIIET N00aBistoT Oydep A, comepskauuidi nuankarop kanpuus (HBSS (Thermo Fisher Scien-
tific), 20 MM HEPES (Thermo Fisher Scientific), 0,1% BSA (Wako Pure Chemical Industries, Ltd. umu Sigma-
Aldrich) 2,5 mxn/mit Fluo-4 AM (DOJINDO Chemical), 0,08% Pluronic F127 (DOJINDO Chemical), 1,25 MM
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npo6erermaa (DOJINDO Chemical)), B konmnuectse 30 Mxi/mynka. [Inanmer BeiepxuBatoT B Tedyerne 30 MuH
B nHKyOarope ¢ 5% CO, npu 37°C 1 IONOJIHNATEIHHO BBIJCPKUBAIOT P KOMHATHON TEMIIEpaType B TCUCHHUE
30 mun. Tectupyemoe coenmHeHme, pazbaBieHHoe Oydepom mrsa anammsa B (HBSS, 20 MM HEPES, 0,1%
BSA), noGasisitor B konmmuectBe 10 Mxi/imyHka U u3MepsioT iayopecuenuio ¢ nomonipio FDSSUCELL (Ha-
mamatsu Photonics K.K.) kaxayto cekyHIy B TeUeHHE | MHH U 3aTeM KaXKJple IBE CEKYHbI B TeueHune 1 muH 40
c. AxktuBHOCTE (%) TECTHPYEMOTO COCTUHEHHUS PAaCCUUTHIBAIOT, UCXOJS M3 INPEAINOJIONKEHHS, YTO M3MEHEHHE
3Ha4YeHus ¢uryopecueHnun npu godasnennn JJMCO BmecTo TecTupyemMoro coenuHeHus cocrasister 0%, a m3-
MEHEHUe 3HaueHus ¢uryopecteHuu npu noodasiennu opexkcuna A (demoek) (PEPTIDE INSTITUTE, INC.) B
KoHeuHOH koHmeHTpauuu 10 HM paBHO 100%. AKTHBHOCTH CO€IMHEHHUI B KOHIICHTpanuu 3 MKM mpezcraBie-
HBI B Ta0Ouie 2. Kak BUIHO U3 Pe3yNIbTaTOB, COSAMHEHHE 110 HACTOSIIEMY N300pETEHUIO 00J1aaeT arOHUCTHYIE-
CKO aKTUBHOCTBIO B OTHOLIEHUH YEJIOBEYECKOTO PELENTOPAa OPEKCUHA 2 THIIA.

Tabiuma 2-1
ITpumep Ne AxtuBHOCTb aronucra OX2R
(3 MxM, %)
1 81
2 90
3 101
7 62
10 91
11 80
14 82
17 29
22 60
27 66
29 98
35 41
38 75
41 67
50 97
53 72
55 84
60 26
61 74
62 93
63 24
64 96
74 104
76 106
78 35
89 96
93 101
95 97
100 107
101 96
108 69
116 106
122 82
126 90
145 24
159 65
173 68
178 99
181 100
185 99
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Tabmuma 2-2
IIpumep Ne AxrtuBHOCcTh aroHucta OX2R
(3 MxM, %)
191 79
204 95
206 94
209 106
210 102
214 70
227 99
254 101
255 101
256 97
258 95
259 95
261 97
262 101
266 107
269 111
293 102
294 104
299 100
300 99
303 95
304 94
305 105
306 100
307 102
308 107
309 101
310 102
311 103
312 103
313 100
314 107
315 105
316 104
317 103
318 102
319 101
320 103
321 104
322 104
Tab6muma 2-3
AxTtuBHOCTb aronucta OX2R
ITpumep Ne (G MxM., %)
323 109
324 103
328 104
333 101
338 103
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339 102
340 103
341 98
342 109
343 107
344 99
345 93
346 107
347 87
348 109
349 99
350 99
351 106
352 102
Tab6muma 2-4
TIpumep Ne Axrusaocts aronucra OX2R (3 MxM,%)
364 104
366 100
373 96
387 106
389 102
395 104
399 107
402 107
404 100
417 110
421 106
423 109
424 101
428 102
431 101
435 107
437 99
439 98
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Tabnuma 2-5
IIpumep Ne AxrtuBHocTb aroHucta OX2R (3 MxM,%
362 103
372 98
377 103
407 107
441 99
450 107
456 104
457 103
459 93
460 92
462 112
463 105
466 108
467 101
471 116
474 109
475 104
476 103
477 106
479 103
480 113
482 110
483 103
484 112
485 104
486 102
487 104
488 101

DKcniepuMeHTTBHBIN puMep 3: OleHka CTaOMITLHOCTH MUKPOCOM dYelloBeKa MHUKpPOCOMBI TTEYEHH YeN0-
Beka mosydarot ot Xenotech, LLC (Lenexa, KS). MHKy6arnmonHas cMech COCTOUT U3 MUKPOCOM B 50 MMOJIB/IT
KH,PO, - K;HPO, docharnom Oydepe (pH 7,4) m 1 MKkMoib/n TectTupyeMoro coenuHeHus. KoHIeHTpanus
MuKpocoMaibHoro Oenka coctaBisier 0,2 mr/mu. NADPH-renepupytomnyto cucremy (5 mmons/n MgCl,, 5
MMOJIB/JT TITI0K030-6-pocdara, 0,5 mmonn/n 6era-NADP+ u 1,5 en./mi rimoko030-6-hocdataeruaporeHassl) 10-
0aBIISIFOT K MHKYOAIIMOHHOM CMECH C TTOJIOBUHOW 00beMa peakKIMOHHOW CMECH JIJIsi HHUIIMUPOBAHHS (epMEeHTA-
TUBHOM peakuuu. Peakuuio ocranaBinuBaiot yepe3 15 u 30 MUH mociie Havaja peakluy, CMEIINBas PeakuoH-
HYIO CMECh C alleTOHUTPHIJIOM C IOocienytomuM 1eHTpudyruposanueM npu 2500 o6/muH. B TeueHue 10 muH.
Cynepnarant nozaseprator XKX/MC/MC anamuzy. CkopocTs MeTabO0JIM3Ma PacCUMTHIBAIOT KaK yroJl HaKIIOH
rpaduka "KOHIEHTpalus-BpeMs". BHyTpeHHUI MeTaboandecknii KIMPEHC in Vitro pacCUNTHIBAIOT ITyTEM Jeje-
HUS Ha4aJIbHOH CKOPOCTH MeTabon3Ma Ha KOHIEHTPAINIO TECTUPYEMOTr0 COSANHEHUS B MHKYOAallMOHHOM cMe-
cu. Pe3ynbTaThl ipencTaBieHsl B Ta0. 3.

Tab6muma 3
CoenuHeHue Knupenc (MK1/MuH./MT)
TIpumep 450 78
TIpumep 482 26
IIpumep 483 6
TIpumep 484 23

[IpencraBneHHBIC Pe3yIbTATHI MOKA3BIBAIOT, YTO BHYTPCHHUH META00IMICCKHN KITUPEHC TECTHPYEMBIX CO-
CAMHCHUIA TI0 HACTOSALICMY HM300pPETCHUIO SIBJISCTCS HU3KUM. TO €CTh MOKA3aHO, YTO YKa3aHHBIC COCTUHCHUS
00aar0T XOpoIIei MeTaboIMIeCKON CTaOMIBHOCTBIO.

DkcniepuMeHTTBHBIH pumep 4. Onenka 3(h(hekToB ycuieHns 60pCTBOBAaHHUS Y SBAHCKUX MaKak.

DddexTs! ynuneHust 60IpCTBOBAHMS Y SIBAHCKAX MaKaK OIEHWBAIOT C TIOMOIIBIO 3JIEKTPOIHIIE(aorpam-
MeI (O2T), anekrpomuorpammsl (OMI) u sanekrpookynorpammsl (J0I). Ilox anectesueit nzodmypanom (1-5%,
Pfizer Japan Inc., Toxwo, Smonus) cammam siBaHckux makak (3-5 set, Hamri Co., Ltd., Ibaraki, Japan) xupypru-
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YeCcKH UMIUIaHTHUPYIOT paguorenemerpuueckue nepexatdauku (TL10M3-D70-EEE, Data Sciences International
Inc., MN, USA). 33I'-oTBeieHns CTEPEOTAKCHUECKH PACIIOIOraloT B TEMEHHOM 00J1acTH M NPHUKPEIUISIOT K de-
peny C MOMOIIBI0 BUHTOB M3 HEPKABEIOIICH CTAJIM, KOHTAKTHPYIOIIUX C TBEPIOH MO3ToBO# 060moukoi. OmHO-
croporHue otBeaeHns JOI pacmonaraioT Ha BEpXHEM OpOUTAIEHOM Kpae OJHOTO IJIa3a U 3aKPeIUIIIOT BUHTAMU
u3 HepkaBeromen cranmu. J[Bycroponnue orBeneHns OMI MMIUTaHTHPYIOT B EPBUKAIBHBIC MBIMIIEI CIIHHBL
TTocne omepanuu kaxmaoi 06e3bsiHe naroT neHuutuH (100 000 ex./ocobsk, i.m., Meiji Seika Pharma Co., Ltd.,
Tokyo, Japan), 6ynpenopdun (0,02 mr/kr, i.m., Otsuka Pharmaceutical Co., Ltd., Tokyo, Japan) u nmpexHn300H
(1 mr/xr, s.c, Kyoritsu Seiyaku Co., Ltd., Tokyo, Japan) exxeqHeBHO B TeueHue omgHou Hemenu. [lo mcredeHuo
M0 MEHbBIIEH Mepe MECSIYHOTO MEePHOo/ia BOCCTAHOBIICHHUS B IOMAIIHUX KJIETKaX 00e3bsH NPUYYalOT K KJIETKE, B
KOTOPOU MPOBOIUTCS 3aliCh Moka3zaHui (akpuioBas kietka 60Wx55Dx75H (cm)), pacmosiokeHHOW B M30JIH-
POBaHHOM OT 3BYKOB M 3JIEKTPOM30JIMPOBaHHON KoMHare. [locie moaTBep kaeHus, YTo 00e3bsHBI CHAHM B T€Ue-
HHE JIOCTaTOYHOTO MEPHO/a BPEMEHH B OKCIEPUMEHTAILHON KOMHATE, PETHCTPUPYIOT KOPTHUKAIBHBIE CHTHAJIBI
33I, OMI' u 30I' ¢ ucnonszoBanueM nporpamMmmuoro obecnedenust Dataquest ART (Data Sciences Interna-
tional Inc., MN, USA). CurHans! noinyaBTOMaTHYeCKH OLEHUBAIOT B 20-CEKyHAHBIC MIEPHUOABI C TIOMOIIBIO CHC-
TeMbl orieHkH cHa (SleepSign, Kissei Comtec Co., Ltd., Nagano, Japan). YkazaHHy0 peBapUTeIbHYIO OLEHKY
BHU3YaJbHO MPOBEPSIOT M KOPPEKTUPYIOT MpHU HeoOxoaumocTh. Tectupyemoe coeaunenne (10 mr/kr, Tadm. 4-1),
cycnieHaupoBanHoe B 0,5% BOIHOM pacTBOpe METHIIIEIUIIONO3bI, HIH pa3baButens (To ecth 0,5% BOIHEIHN pac-
TBOP METHIIIIEIUTIONIO3bI) BBOAAT MepopasibHO (p.0.) 00e3bsiHaM B 3amaHHOe BpeMs 12 (ZT12) B oobeMe 5 Mur/kr
MAaccChI Tella B nepekpecTHoM mau3aiine. 3amuch D3I, OMIT u 0@ mpoBoasAT B TeueHue 4 9 1MOocie BBEACHHS CO-
eanHeHwst/00paboTku. Bpems, mpoBegeHHOE B OOIPCTBOBaHUH B TedeHHE 4 9 mocie BBeaeHus (% OT 3HaUCHHUS
TIPY BBEJICHUM HOCHTENIS), paCCUUTHIBAIOT ¢ McTodb3oBaHueM SleepSign. Tectupyemoe coemunenne (1 mr/kr,
Tabm. 4-2), pacTBOPEHHOE B CMEIIAHHOM pacTBope, coaepxkarieM 5% JIMCO, 5% kpemodopa EL, 20% 131400
u 70% soluplus (1% mac./06.), wim HocHuTelNb (T.€. CMEIIaHHBIN pacTBOp, comepxamuit 5% JIMCO, 5% kpemo-
¢dopa EL, 20% PEG400 u 70% soluplus (1% mac./06.)), BBOIAT MOIKOXKHO (S.C.) 00e3bsiHaM B ZT12 B 00beMe
0,5 mur/kr Maccel Tena B npe-moct-au3aiiie. 3amuck D3I, OMI™ u D0I" npoBoasT B TeueHHE 4 U IOCIIEe BBSACHUS
coenuHenus. Bpemsi, npoBeseHHOE B 00pCTBOBaHMY B TeueHue 4 4 nocie BBeaeHus (% ot 00paboTku HOCHTe-
JIeM), pPacCUUTHIBAIOT C McHob30BaHueM SleepSign. PesynbTaTsl pencraBieHsl B Ta0I. 4.

Tab6muma 4-1
Tectupyemoe coenuHeHne Bpewms GoxpcrBoBanus (% ot 3HadeHust npu obpaborke
(10 mr/kr, p.o.) pasbasuTeniem) (cpeaHee 3HaueHHE, N=4-8)
ITpumep 482 280,82
IIpumep 483 359,35
IIpumep 484 49232
Tab6muua 4-2
Bpewms 6oxpcrBoBanust (% OT 3HaueHust mpu 06paboTke
TecTupyemoe coennHeHUe
(1 mr/xr, 5.0.) pazbasurenem)
(cpenHee 3HauyeHue, n=1-2)
TIpumep 362 270,87
IIpumep 364 375,40
IIpumep 372 327,78
IIpumep 377 343,49
TIpumep 407 391,30
Tpumep 450 242,72
TIpumep 456 445,67
Tpumep 474 329,00
Ilpumep 475 410,04
Tlpumep 476 392,22
Tlpumep 477 382,61
TTpumep 485 44921
TTpumep 486 328,47
TIpumep 487 354,86

Pe3ynbTaThl MOKa3bIBAIOT, YTO Y SIBAHCKUX MaKaK TECTHPYEMbIE COCIMHEHHs IO HACTOSIIEMY H300peTe-
HHIO YBEJIHMUYHUBAIOT BpeMs OOIPCTBOBAHMS MO CPAHEHUIO C TPYIIION, MOJTydaBIIed HOCUTENb. To ecTh pe3ynbTa-
THI TIOKA3bIBAIOT, YTO COCIMHEHHS ABIAIOTCA 3(P)EeKTHBHBIMU JUIS JIeUE€HHUS HAPKOJICTICHU.

[Tpumep mpemapata 1 (monydeHne Karcyn):

1) coenunenne npumepa 1-30 mr,

2) KpucTaIM4ecKas nesuiono3a - 10 mr,
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3) makro3a - 19 wmr,

4) creapar maraus - 1 Mr.

HUroro - 60 wmr.

KowmmonenTsr 1), 2), 3) 1 4) cMEIMMBAIOT U 3aIOTHSIOT TOTYYEHHONH CMECHIO )KEeITaTHHOBYIO KaICyITy.

[Tpumep mpemapata 2 (moxydeHne TabIETKHN):

1) coenquuenune npumepa 1-30 1,

2) makto3a- 50T,

3) KyKypy3HBIi kpaxmai - 15 1,

4) kapOOKCHMETHIIICIUTIONIO3a KabIHS - 44 T,

5) creapar maraus - 1 T 1000 TabneTok - Bcero 140 T.

O0mee konmuecTBO KOMIIOHEHTOB 1), 2), 3) n 30 r 4) cMemMBalOT ¢ BOJIOH, CyIIaT B BaKyyMe U IPOCEH-
BatoT. [IpocessHHBIIH opomIok cMemuBaioT ¢ 14 1 4) u 1 r 5) u cMecs neppopupyroT Ha TabJICTOYHON MaIIMHE.
Takum criocodom momy4arot 1000 TabieTok, coaepxkanux 30 Mr coemuHEeHUs mpuMepa 1 Ha TabIeTKy.

IIpoMbINLIeHHASI TIPHMEHAMOCTH

CoenHEeHHE 10 HACTOSAIIEMY H300pETeHHIO 007aJacT aKTHBHOCTBIO arOHMCTAa B OTHOIICHWH PELEnTopa
OpEeKCHHA 2 TUIA U MOXKET IIPUMEHATHCS B KAUECTBE CPECTBA IS MPO(MITAKTHKY WITH JICICHUS HAPKOJICTICHH.

Hacrosimast 3asiBka ocHOBaHa Ha 3asBKax Ha mateHT Snonum Ne 2017-150685, momanHoii 3 aBrycra 2017
rona, u Ne 2017-248495, nmomannoit 25 nekabps 2017 rona, conepkanue KOTOPHIX BKIIOYEHO B HACTOSIIUHN J10-
KYMEHT BO BCEll MOJTHOTE.

DOOPMYVYIJIA N30BPETEHUA

L. N-((2S,3S)-2-((2,3"-ma¢ropoudeniut-3-ummMeTnn)- 1 -(2-ruipoKcH-2 -Me THIIPOTIaHOWIT ) TUPPOITHIMH-3 -
WIT)3TaHCYIb(MOHAMUT WITH €T0 (HapMaKOJIOTHIECKH TpHUeMIIeMast COJTb.

2. JlekapCTBEHHOE CPE/ICTBO, MPEICTABIISIONICE COO0M arOHUCT pelenTopa OpeKcuHa 2 THIIa, CoJeprKallee
COEIMHEHUE WITK ero (papMaKoJIOrHIeCKH MPUEMIIEMYIO COJIb 110 1. 1.

3. JIekapCTBEHHOE CPEACTBO 110 I1.2 [Tt MPO(MIAKTHKY WU JISYCHHUS HAPKOJISTICHH.

4. TlpuMeHeHne COCIMHEHHS HIH ero (papMakoJOrH4ecKy MpHeMIIeMOoi coiu o m.1 s npoduIaKkTHKe
WU JICYCHHUS HAPKOJICTICUH.

5. Crioco0 akTHBAIMHU pEeLENTOpa OPEKCHHA 2 THIA Y MIICKOTIUTAIOIIETO, KOTOPHII BKIIOYAaET BBEICHNE MIle-
KommuTaromeMy 3(p(GeKTHBHOTO KOJIMYECTBA COSAMHEHHS MM €ro (hapMaKoJIOTHYECKH IpHeMIIeMO coiu 110 1. 1.

6. Crioco6 NpoHITaKTUKK WK JISYCHUST HAPKOJICTICHH Y MIIEKOIIMTAIOIIET0, KOTOPBIN BKIIIOYAET BBEACHUE MJIe-
KOIUTAIOIIEMY 3(P()EKTHBHOTO KOJIMIECTBA COSTMHEHHS WK €T0 (hapMaKoJIOTHYECKH MPUEMIIEMOI COJIH 110 11. 1.

7. IlpuMeHeHne cOoeMHEHUs WK ero (PapMaKoJIOTHYECKH IPHEMIIEMOH coyn 1o 1.1 Ui MpOM3BOJACTBA
JIEKapCTBEHHOTO CPEJICTBA JUISL NPO(MIAKTHKY WU JICYSHUS] HAPKOJICTICHH.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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