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O0J1acTh TEXHHKH, K KOTOPOi OTHOCHTCS M300peTeHHe

N300peTenne 0OTHOCUTCS K TETEPOUNKINIECKOMY COCANHEHHUIO, B YaCTHOCTH K T'€TepOLUKINIECKOMY CO-

eANHEHHIO, 00TaJaroIeMy aKTHBHOCTBIO arOHUCTA PELENTOPOB OPEKCHHA 2 THIIA.
YpoBeHb TeXHUKH H300peTeHHs

OpeKcHH TIpEeACTaBIsIET cO00M HeHpomenTH I, crenupuIecKd MPOAYIUPYEMBId B OTACIbHBIX HEWpPOHAX,
paccessHHBIX B JIaTEepaJbHOM THIIOTaIaMyCe W OKPYKAIOIIEeH ero 00JacTy, ¥ BKIIFOYAET JBa MOATHIIA - OPEKCHH A
n opekcuH B. OpekcuH A u OpeKCHH B SBIISIOTCS SHAOTEHHBIMH JHTaHIAMH OPEKCHHOBBIX PEIENTOPOB, KOTO-
pBI€ TIPEICTABIAIOT CO00# perenTopsl, cBsa3aHHble ¢ G-0€IKOM W MPUCYTCTBYIOIIUE, TJIaBHBIM 00pa3oM, B MO3-
re, ¥ U3BECTHBI JIBA TUIIA TIOATUIIOB OPEKCHHOBBIX PELENTOPOB - THIT 1 ¥ THIT 2 (HEeTIaTeHTHBIH JOKYMEHT 1).

[TockonbKy OpEeKCHH-TIPOAYLMPYIOIINE HEHPOHBI (OPEKCHHOBBIC HEHPOHBI) JTOKAJM30BaHbI B HEMTOCPEICT-
BEHHOW OJIM30CTH OT IIEHTpa MHUIIEBOTO MOBEICHHUS M BHYTPMIKEIYJOYKOBOE BBEJCHNUE OPEKCHHOBOTO IENTHAA
NPUBOAMT K YBEIMUYCHUIO NOTPEOICHUS UM, OPEKCHH TIEpBOHAYAIBHO TPHUBJICK BHUMaHNE KaK HEHPOMENTH,
o0Jiaiatomuil crmocoOHOCTEIO PEryIHpoBaTh MUIIEBOe NoBeneHHe. OIIHAKO BIIOCIEACTBHH COOOIIANOCh, YTO
TeHETHYECKasl Baphalusl PElenTopa OpeKCHHa 2 THUIIa BBI3BIBACT HAPKOJEICHIO y co0ak (HEMaTeHTHBIN NOKY-
MEHT 2), ¥ TPHUBJICKJIa BHUMaHHE POJIb OPEKCHUHA B KOHTPOJIE CHAa U OOAPCTBOBAHUS.

B pesynpTare mcciaenoBaHM C MCIOIB30BAHMEM TPAHCICHHOW MBIIIN C JEHATYPUPOBAHHBIMHA OPEKCHHO-
BBIMU HEWpPOHAMHU M JBOMHOW TPaHCTEHHOW MBIIIH, MOJYYEHHOM CKpPEIIMBAHUEM 3TOW MBIIIM C TPAHCTEHHOU
MBIIIBIO C TUIIEPIKCIIPECCHeil OpeKCHHA, OBII0 YCTaHOBICHO, YTO CHMITOMBI, IOJOOHBIE CHMITOMAaM HapKOJIETI-
CHUH, BO3HUKAIOIINE MPH JACTCHEPAlni OKCEPUHOBBIX HEHPOHOB, HCUE3AIOT B PE3yNIbTATe IMOAACPKIBAEMON IKC-
MIPECCHH OpEeKCHHA. AHAJOTHYHBIM 00pa30M, KOTJja OPEKCHHOBBIN MENTH]] HHTPABCHTPHUKYIIIPHO BBOIST TPAaHC-
TEHHOH MBIIIH C ICHATYPUPOBaHHBIM OPEKCHHOBBIM HEHPOHOM, TaKKe HAOII01AeTCsl TIOJIOKUTENIbHAS JUHAMUKA
CHMIITOMOB, TI0I00HBIX CHMIITOMaM HapKOJIEIICHH (HenmaTeHTHBIH fokyMeHT 3). MccienoBanust Mbliieii ¢ HOKa-
YTHBIMH PELENITOPaMH OKCEpHHA 2 THIA TO3BOJIMIIM CHIENaTh MPEIIOJIOKEHUE, YTO PEENTOp OpEeKCHHA 2 THIa
MMeeT BayKHOE 3HAYCHHUE JUTS MTOJUICPXKAHUS BO30YKICHNS (HEMAaTeHTHBIN TOKYMEHT 4, HeNaTeHTHBIH JJOKYMEHT
5). Takue naHHBIE MMO3BOJIIOT MPENTIONIOKHUTE, YTO arOHUCTHI PELENTOPa OPEKCHHA 2 THIIA MOTYT NMPUMEHSATHCS
B KaueCTBE JICKAPCTBEHHBIX CPEACTB UL JICUCHHUS] HAPKOJICTICUH WM B Ka4eCTBE TEPANIEBTHUCCKUX CPEICTB AJIS
JICYSHUSI JPYTUX PACCTPOMCTB CHA C TIPOSBICHUEM UYpEe3MEPHOI COHIMBOCTH (HETATEHTHBIN JOKYMEHT 0).

K Tomy >xe mpenmonaraercsi, YTO arOHHUCT MENTHIA, KOTOPHIA CEIEKTHBHO BO3IEHCTBYET Ha PELEHTOPHI
OpeKCHHa 2 THIa, CHIDKAeT OKUPEHHUE Y MBIIIECH, KOTOPOE SBISIETCS pe3yIbTATOM paIlioHa C BBICOKHM COJIEp-
JKaHUEM kupa (HeTaTeHTHBIN JOKYMEHT 7).

[Ipennonaraercs Taxke, 9TO BHYTPHIKETYIOIKOBOES BBEACHHE OPEKCHHOBOTO MENTHAA COKPAIMIAECT BPEMs
CHCTEMHOH aHEeCTe3UH y KPbICHI (HEMaTEHTHBIN TOKYMEHT 8).

[Ipenmnonaraercst Takke, 9TO MAMEHTHI C CHHAPOMOM aITHO? BO CHE ITOKa3bIBAIOT HU3KHE YPOBHHU KOHIICH-
TpaLuu OpeKcrHHa A B I1a3Me (HENaTeHTHBIN JOKYMEHT 9).

[Ipenmonaraercst Takxke, YTO BHYTPHKETYZA0UYKOBOE BBEJICHHE OPEKCHHOBOTO MENTHJIA YIIydIlIaeT coXpa-
HEHUE NMaMsATH B MBIIIMHOW MOJAENN yCKOpeHHoro crtapeHust (SAMPS) ¢ xornutuBHO# nucdyHkimel (Hema-
TEHTHBII noKyMeHT 10).

[Ipenmonaraercst Takke, YTO arOHUCT PELIEITOPa OpeKCHHA 2 THIA OyJeT TeparneBTHICCKAM JISKapCTBEHHBIM
CPEICTBOM ]ISl JICUSHHS CEPACTHON HEOCTATOYHOCTH (TMTATCHTHBIA JOKYMEHT 1, HemaTeHTHBIN TOKyMeHT 11).

[Ipennonaraercs Taxke, 9TO AHEBHAS COHJIMBOCTH MAaMEHTOB ¢ OoJye3HbI0 [lapkuHCOHA BBI3BIBAETCS TO-
BpE&XKJIEHUEM OPEKCHHOBOTO HEepBa (HETIaTEHTHBIH JOKYMEHT 12).

[Ipennonaraercs Taxke, YT0 OPEKCHH PETYIUPYET 00pa30BaHUE U pa3psDKEHUE KOCTHON TKAHH, M aTOHUCT
peuentopa opekcuHa 2 Tumna OyIeT TepaneBTHYEeCKUM JEKaPCTBEHHBIM CPEJICTBOM IS JICUSHHs 3a00IeBaHUM,
CBSI3aHHBIX C ITOTEPEil KOCTHOW TKaHM, TAKMX KaK OCTEOIOpPO3, PEBMATOMIHBIA apTpUT U T.I. (HaTEHTHBIN JOKY-
MEHT 2).

[Ipenmnonaraercst TakKe, YTO arOHUCT PELETITOPAa OPEKCHHA MOXKET NMPUMEHSTHCS I TPODUIAKTHKN HITH
JICYCHUSI CeTICUca, TSDKEJIOTO CETNCHCa M CENTHYECKOTO IIOKA, TTOCKOJIBKY B MBIITMHOW MOJENH CENTHYECKOTO
II0Ka CMEPTHOCTH B 3HAYMTENILHOM CTENCHN CHIDKACTCS IIPOCTO HETIPEPHIBHBIM BBEICHHUEM OPEKCHHA U3 IEpH-
(hepun (MaTeHTHBIN TOKYMEHT 3).

Takum 00pazom, 0)KHIAETCS, YTO COCTUHEHNE, 00J1aIatoniee aKTHBHOCTRIO arOHICTa PELEenTopa OpeKCHHA
2 Tuna, MOXHO OyIeT MIPIMEHATH B KA4eCTBE HOBOTO TEPAIIEBTUYECKOTO JICKAPCTBEHHOTO CPENICTBA IS JICUCHUS
HApKOJICTICHH, HIUOMATHIECKON THIIEPCOMHHH, THIIEPCOMHUH, CHHAPOMA allHO? BO CHE, HAPYIICHUI CO3HAHNS,
TaKWX Kak KoMa ! T.II., CHHAPOMa HapKOJIETICHH, COTIPOBOXKIAIOMIETOCS CHMITOMAMH HapKOJICTICHH, CHHAPOMA
THIIEPCOMHHIH, COTIPOBOXKIAIOIIETOCS THEBHOW THIepcoMHHUel (Hampumep, Oonesnu IlapkuHCOHA, CHHIpOMa
I'uitena-bappe n cunnpoma Kistitne JleBuna), Gone3nn AjpLreiimepa, 0XXKUpEHHs, CHHIPOMa HHCYJIMHOPE3HU-
CTEHTHOCTH, CEp/ICYHON HEJJOCTATOYHOCTH, 3a00JICBaHNH, CBI3aHHBIX C IOTEpel KOCTHOI TKaHHM, CeTcuca | T.II.,
a TaKKe B KayecTBE aHTArOHKMCTa aHECTETHKA, MPOQMIAKTUYECKOTO WIHM TEPANEBTHYECKOTO JIEKApPCTBEHHOTO
CpeICTBa IS JICUCHUs MOOOYHBIX 3 (HEKTOB.

B kauecTBe MPOM3BOIHBIX CYIb(OHAMHU/IA OIIMCAHO COECMHEHNE, IPEACTaBIeHHOE GopMyIIoif
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I7ie KK CHMBOJ MPHHAMAET 3HAUYEHHUE, ONpeieIeHHOe B JJOKYMEHTe (TaTCHTHBIN JOKYMEHT 4), U co-
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MTUPPONIUINH-3 -1 )METAaHCYIb(POHAMHUA, KOTOPBIN HCKITtoueH u3 coenuHeHus (1) mo HacTosAmeMy H300peTEeHHIO.
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Kpowme Toro, B KauecTBe coeIMHEHNH, 00TaafOIINX aKTUBHOCTHIO arOHUCTA PENenTopa OPeKCHHA 2 THIIA,
OTIMCAaHBI CIAEAYIOLIUE COSAMHECHHUS:
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COCIMHEHUE, TIpeICTaBIeHHOE (hopMyIIon
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r7ie KaXIbIH CHMBOJI IPUHIMAET 3HAUCHHE, OIIpeaesICHHOE B TOKYMEHTE (IATCHTHBIA JOKYMEHT 5);
coeMHEeHue, peAcTaBleHHOe HopMyIoi

Rﬁ

®
r7ie KaXIbIH CHMBOJI IPUHIMAET 3HAUCHHE, OIIpeaesICHHOE B TOKYMEHTE (MIATCHTHBIA JOKYMEHT 6);
COEIMHEHHE, MPeCTaBICHHOE (HOpMyIIOi

R’l
H
2
W@E%,NmR
RN R

()

I KaKIpIi CHMBOJI IPUHUMAET 3HAYCHHE, OMPEACIICHHOE B TOKYMCHTE (IATCHTHBIA JOKYMEHT 7);
COEIMHEHNE, TIPEACTABIEHHOE (POpMYIIOit
(o] O
" \
~o HNT TR

R"N

TJIe KaXIbI CUMBOJI IPUHUMAET 3HAYCHHE, OMPECIICHHOE B TOKYMCHTE (MMATCHTHBIA JOKYMEHT §).

TeMm He MeHEe CYUTACTCS, YTO 3T COCTUHCHUS HE SBISIOTCS OTBEYAIONIUM TPEOOBAHUSIM C TOYKU 3PCHHS
AKTUBHOCTH, (papMaKOKHHETUKU U O0C30IaCHOCTH, U MO-TIPEIKHEMY XKeJlaTellbHa pa3paboTKa COeTUHEHUs, 00Ia-
JTAFOIIETO aKTHBHOCTHIO arOHKUCTA PEIETITOpa OpeKCHHA 2 TUTIA.
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CymHocTb n300pereHns

[TpoGnemsl, pernraemMble ¢ ITOMOIILIO H300PETEHUSL.

[TpeaMEeTOM HACTOSIIEr0 W300PETEHHS SIBISETCS TeTEPOLUKIMIECKOe COeTUHEHHE, 00Naaroliee aroHu-
CTUYECKOW aKTUBHOCTBIO B OTHOIIICHUH OKCEPUHOBBIX PELENTOPOB 2 THIIA.

Cpenctpa perieHus! mpooiIeMm.

ABTOpBI HACTOSIIEr0 N300pETEHUSI OOHAPYKUJIH, YTO COCTUHEHHE, MPEICTABICHHOE PUBEICHHON Jaee
dhopmymoii (I), nnm ero GpapMakoIOrHUECKH MpUeMIIeMast CoJib (Ha3bIBaeMble B HACTOSIIIEM ONMCAaHUH "COeIMHE-
aue (I)") obnmamaeT akTHBHOCTBIO arOHUCTA PEIENTOPOB OKCEpPHHA 2 THTIA. B pe3ynbrare ManbHEWITUX HCCIen0-
BaHMH OHM 3aBEPILIIN HACTOAIIEE H300peTeHNE.

CoOTBETCTBEHHO, HacTosIIee H300peTeHne o0ecTieunBaeT CaeyIOIIne MPEAMETHI.

1) CoennHenue, npencraBieHHoe GopMyInoi

0 O
(2) =%
SN gt

R® 0}
R? A
N
R3/

rne R! TIPEeICTaBIsIET COOOH:

(1) Cy_¢ amKuIBHYIO TPYIITY, HE0OS3aTEIBHO 3aMeIIeHHYIO 1-3 3aMeCTUTENSIMH, BRIOPAHHBIMH U3:

(a) aToma rayorena, u

(b) Cy_¢ aTKOKCUTPYTITIBI,

(2) Cs.¢ IMKIIOATKWIEHYIO TPYIITY, HEO0SA3aTEIBHO 3aMEICHHYIO 1-3 aTOMaMu TaJoreHOB, WIH

(3) MoHO- nin 1-C_¢ aNKWIaMUHOTPYTIIY;

R? npeJCTaBIsIeT COOO0M aTOM BOOPO/aA;

R’ npecrasnser coboit:

(1) C,¢ ankoKCHKapOOHWIIBHYIO IPYIIILY,

(2) C\.¢ aTKUIKapOOHIIBHYIO TPYIITY, HEOOSI3aTEIBHO 3aMEIICHHYIO 1-3 THAPOKCHIBHBEIMY IPYIIIIAMH,

(3) moHo- nmn u-C|_g aMKHIKapOAMOMIBHYIO TPYIIITY,

(4) N-C,_¢ anxnin-N-Cy_g aIKOKCHKapOaMOMIBLHYIO TPYIIITY,

(5) Cs.6 muknoankuinkapOormsHyio Tpymmy (tae Cse mukmoankuid B Cig IMUKIOATKAIKAPOOHMIEHOM
TPYIIE MOXET MPEIACTABISITE COO0H KOJBIIEBYI0 MOCTHKOBYIO TPYIIITY), HeoOsA3aTeIbHO 3aMemeHHyo 1-3 3a-
MECTHTEIISIMHU, BEIOPAHHBIMHA 3!

(a) aTroma raiorena,

(b) C.¢ aIKHUIBHOM IPyIITEL, HEOOSI3aTEIBHO 3aMEICHHO 1-3 aToMaMu TaJoreHOB,

(¢) TUAPOKCHIBHO TPYIIIEI,

(d) C,.¢ anKOKCHUTPYIIIBI, U

(e) umaHoTpyMIIHI,

(6) oxceTaHUITKAPOOHWIBHYIO TPYIITY,

(7) a3eTHAMHITKAPOOHITBHYIO TPYIITY, HEOOA3aTEIBHO 3aMEIICHHYIO 1-3 3aMECTHTEINSIMH, BEIOPaHHBIMH H3:

(a) aToma rayorena, u

(b) Cy_¢ amKUITBHOM TPYIIIBI, WIIH

(8) 5-azacrupo[2.3 rekcuakapOOHMIEHYIO TPYIIITY;

R*u R’ 06a MIPEACTaBISAIOT COOOM aTOMBI BOJIOPOIA;

KOJIBIIO A TIpeaCcTaBIsieT co0oit:

(1) mupponuaMHOBOE KOJIBIIO, MITN

(2) nunepuaMHOBOE KONBLO; KOJbIo B npencTaisier coboii (1) 6eH3016HOE KONBIIO,

JTOTIONTHUTEIBHO 3aMEIICHHOS OJHOW (PCHIJIBHOM TPYIION, HeoOsA3aTeIbHO 3aMelleHHoN 1-3 3amecTuTe-
JISIMH, BBIOPaHHBIMU U3:

(1) aroma ranoreHa, u

(i1) Cy.¢ aJKUILHOU TPYIIIBI, H HEOOSI3aTEIBHO TOTIOHUTEIHFHO 3aMEIICHHOES OJHAM aTOMOM TaJIoTeHa,

(2) mupUIMHOBOE KOJIBIIO, TOTIOTHUTEIHLHO 3aMeIleHHOe OJHON (EeHWIBHOHN TPYIIIoi, HeoOs3aTeIbHO 3a-
MeIIEHHOoM 1-3 aToMaMH TaJIOT€HOB,

(3) TMa30IBHOE KOJIBIIO, JOTIOJTHUTEIHHO 3aMEIICHHOE OJHON (EHMIIBHOM IpYIITIOi, He00A3aTebHO 3aMe-
IIEHHOM 1-3 aToMaMu rajoreHoB, Win

(4) munepuaINHOBOE KOJIBIIO, AOMOJHUTENBHO 3aMEIeHHOE OTHOM (eHMILHOM TPYIIIOH, IPH YCIIOBUH, YTO
N-((28,35)-2-((2,3'-mudropoudennin-3-un)MeTwn)- 1 -(2-ruApoKCch-2 -METHIIITPOTIAHOWIT ) TU PP OJTA M H-3 - 1T )3 TaH-
CyIb(QOHAMUI ¥ €r0 (hapMaKOIOTHUCCKHU MPUESMIIEMAst COITb HCKITFOUCHBI.

2) CoenmuHEHUE WU €r0 (hapMaKOJIOTHUCCKH IPUEMIICMast COJIb TI0 II. |, IPUBEICHHOMY BEIIIIE, T/IE

R' npencrasnser coboit:

(1) C,¢ ankmipHytO rpymmy,
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(2) Cs.¢ IMKIIOATKWIBHYIO TPYIITY, HEO0SA3aTEIBHO 3aMEICHHYIO 1-3 aTOMaM#u TaJOreHOB, WIH
(3) MoHO- nin 1-C_¢ ANKHIaMUHOTPYTIIY;
R? MIPECTaBIsAET COO0H aTOM BOIOPOA;
R’ npencrasisier coboii:
(1) Cy_¢ amkumKapOOHMIBHYIO TPYIIITY, HEOOA3aTEIBHO 3aMEeIIeHAYIO 1-3 THAPOKCHILHBIMH TPYIITIAMH,
(2) moHo- nmn u-C|_g AMKAIKapOAMOMIBHYIO TPYIIITY,
(3) N-C,.¢ anxun-N-C_g AIKOKCHKapOaMOMILHYO TPYIITY FITH
(4) azeTuAMHUITKAPOOHWIBHYIO TPYIIILY;
R*u R’ 06a MPEJCTABISIOT COOO0M aTOMBI BOJIOPOJIA;
KOJIBIIO A TIpEACTaBISICT COOOH MUPPOTUANHOBOE KOJIBIIO; H
KoJbIlo B mpezncraBinsietT coboi 6eH30IbHOE KOJIBIIO,
JTOTIOJTHUTENBHO 3aMEIICHHOE OJHON (DeHUIIFHOU TpYIIOH, HeoOs3aTeNbHO 3aMeIeHHON 1-3 aToMamu ra-
JIOTCHOB, U HEOOS3aTEIBHO JIOMOIHUTEIHHO 3aMEIICHHOE OJTHUM aTOMOM TaJIOTeHa.
[3] N-((28,3S)-1-(2-runpokcu-2-mMerunnponasomn)-2-((2,3°,5’ -rpudTopoudenmn-3 -
WUT)METHJI)TUPPONTUHH-3-HI)METaHCY IbOHAMET MM ero (PapMaKoJIOrHYecKd NpHeMIeMast
COJIb.
[4] N-((2S,3S)-1-(2-ruapokcu-2-metrnponanoni)-2-((2,3°,5’ -tpudropbudernn-3-
) METHI) NP POSTHNH-3 -MIT)3 TAHCY TbhOHAMUN HITH €T (hapMaKoNIOrHIeCKH IpHeMIIeMast COJIb.
[5] Coennnenue, BEIOpaHHOE U3 CIAEAYIONINX COCTMHEHUH:

N N-((2S,39)-1-(azerunun-1-unkapdonnn)-2-((2,3’-nudropoudenun-3-
WJT)METHIT)TUPPOSIUIUH-3 -1J1)METAHCY Ib(OHAMU,
2) N-((28,35)-1-(aserunun- 1 -mnxapdonmn)-2-((3’,5’-aud ropbudenun-3-

HUJT)METIT ) THPPONTUIIH-3 - )3 TAHCY Ib(HOHAMIIT,

3) N-((28,3S)-1-(aserunun- 1 -unxapOoHmn)-2-(OudeH -3 - IIIME THI ) TUPPOSTUIMH-3 -
un)3TaHcyabpoHamum,

4 N-((2S,3S)-1-(azerunun-1-unkapdonnn)-2-((2,3’-nudropoudenun-3-
WJT)METHJT) TUPPOSTUANH-3- 11 )3 TAHCY IbQOHAMHUI,

(5) (2S,39)-2-((2,3’-nudpTopbudenun-3-un)merun)-3-((3Twicyabdonmn)amuno)-N, N-
JMMETHIITHPPOIHUAHH- 1 -Kapbokcamur,

(6) (285,39)-2-((2,3’-mudropbudeniu-3-mwr)mermn)-3-((aumeruncynbhamomt)aMmuHo)-N,
N-auMeTHImpponuauH-1-kapOokcamus,

(7) (28,3S)-3-((>Tuncynbdonmn)amuno)-N, N-gumeti-2-((2,3’,5’-rpudropbudenunn-3-
WJT)METHJI) IUPPOIUANH-1 -kapOokcamu,

®) (285,35)-2~(6budenmn-3-uimerun)-3-((>Tuncyabdormn )aMuHo )-N-meTokcu-N-

METHJINHPPONUIHH- | -kapOoKcamMuz,

©) N-[(28,35)-2-[(2,3’-nudrop[ 1,1’ -6uennn]-3-un)merwn]- 1-(2-rugpokcu-2-
METHIINPONAHOWT ) TP PONHANH-3 -1 - 1 -proprmkionponas- 1 -cy mbdoramun,
(10) N-{(28,3S)-1-(azeTunun-1-kapbonmn)-2-[(2-dprop[1,1’-Oudenun]-3-

WJT)METHJI | IUPPOTUANH-3 -1 } 3TaHCY Tb()OHAMU,
(11)  (28,35)-3-[(arancynbdonun)amuno]-2-[(3’-dprop[1,1’-Oudennn]-3-mm)mernn|-N-
MeTOKCU-N-MeTHUIITUPPOIUANH- 1 -kapOokcamu,
(12) (28,38)-3-[(aumeruncyabbamoni)amuno]-2-[(2-drop[ 1,1’ -6udenunn]-3-umn)mernn]-
N, N-gumerunnupponuans-1-kapobokcamun,
(13) (28,3S)-3-[(mumetmncynbbhamomn)amuso]-N, N-mumermn-2-[(2,3°,5 -tpudTop[1,1’-
Oudennn]-3-m)MeTun | nupponuauH- 1 -kapbokcaMun,
(14) (2S,3S)-2-[(3’,5’-oudrop[ 1,1’ -Oudenun]-3-un)merun]-3-[ (3TaHCy TbHOHUIT )aMHHO |-
N-meroxcn-N-MeTunnuppoauaus-1-kapookcamun,
WK ero (papMaKoJIOrHISCKH MpUEeMIIEMasi COJb.
[6] JlekapcTBeHHOE CpeACTBO, MpEACTaBIIsiIONIee cOO0M arOHUCT pelenTopa OpeKCHHa 2 TUIa, CoAepKa-
iee CoeAMHEHNE WX (hapMaKOJIOTHUCCKU MPUEMIICMYIO COJIb MO MPUBEACHHBIM BBIIIE Il 1 -5.
[7] JlexapcTBEeHHOE CPEACTBO MO MPUBEICHHOMY BBIIIC .6 JUTS MPOPIIAKTHKY WK JICYCHHS HAPKOJICTICHH.
[8] IIpumeHeHne coenuHEHHS WK €ro (HapMaKOJIOTHYECCKHA MPUEMIICMON COJIM 1O TPUBEICHHBIM BEIIIIC
. 1-5 1t PO MIIAKTUKY WITH JICUCHUS] HAPKOJICTICHH.

[9] Crioco6 akTuBaIuu penentopa OpeKCHHA 2 THUMA Y MIICKOMHUTAIOIIET0, KOTOPHIM BKIIIOYAET BBEICHUE
MIICKOITUTAIOIIEMY 3((PEKTUBHOTO KOJMYECTBA COSTUHEHHsI HIIH ero (papMaKoJIOrHYecKy MPUEeMIIEMON COJH 110
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MPUBEACHHBIM BbILIE MIl. 1 -5.

[10] Cnoco6 npodmitakTHKK WM JISYCHHs] HAPKOJITICUH Yy MIICKOIIMTAIOIIETO, KOTOPBIH BKIIIOUAET BBEJC-
HHUE MJIEKOMTUTAomeMy 3(p(QEeKTHBHOTO KOIHYECTBA COSAUMHEHHS HIH ero (apMaKoJIOTHISCKH IIPUEMIIEMOH COoJr
10 TIPUBEICHHBIM BBIMIE ITII. 1-5.

[11] TlpumeHeHre COeTUHEHMS MIIH €0 (PapMaKOJIOTHISCKH TIPUEMJIEMON COJIM 110 MPUBEIACHHBIM BBIIIIE
. 1-5 1t TpOM3BOICTBA JICKAPCTBEHHOTO CPEICTBA IS PO IITAKTHKH HITH JCUCHHS HAPKOJICTICHH.

DddexT n3odpeTeHwms.

CoeuHEeHHE TI0 HACTOSIIEMY M300pETeHHIO 00J1a/1aeT aKTUBHOCTBIO arOHUCTA PEIenTopa OpEeKCHHA 2 TH-
Ma ¥ MOXET MPUMEHSITHCS B KAYECTBE CPEICTBA [T MPOPIIAKTHKH HIH JCUCHHUS HAPKOJICTICHH.

Ionpo6Hoe onncanne u3odpeTeHUs!

Jlanee npeacraBiieHO onpeAeNeHre KaXa0ro 3aMeCTUTENs], UCTIOIb3yeMOro B HacTosleM onucanuu. Eciu
HE yKa3aHO MHOE, KK/l 3aMECTUTENb UMEET CIIEAYIOIee OnpeesieHuUE.

B Hacrosimem onmcanuy npuMepsl "aToma ranoresa’ BKIIOYAIOT aTOMBI (TOpa, XJjIopa, 6poma u Hoza.

B nacrosimiem onucanuu npumepsl "Ci¢ aNMKUIBHOW MPpyNIbl" BKIIOYAIOT METHI, STHII, MPOMUI, U30IPO-
i1, OyTHII, H300yTHII, BTOP-OyTHII, TPET-OyTHII, IEHTHJI, W30TIEHTHII, HEOTICHTHJI, |-3THIIPONII, TeKCHII, H30-
rexcud, 1,1-muMeTunoyTmI, 2,2-TMMeTUIOYTHI, 3,3-TUMETHIIOYTHI B 2-3THIOYTHIL.

B Hacrosmem onmcaHuW MpUMeEpHl "HEO0O0sI3aTeNIbHO TaloreHupoBaHHOW C)¢ aNKWIBHON TPyNIbl" BKITIO-
qaroT C|.¢ aKAIBHYIO TPYIILY, HE0OA3aTeIbHO coeprKamyio oT 1 1o 7, mpeamouTHTensHo oT 1 1o 5, aTomoB
rayoreHa. KoHKpeTHBIE MPUMEPH! TaKOW TPYIIIBI BKIOYAIOT METHII, XJIOPMETHI, TUPTOPMETHII, TPUXIOPMETHI,
TPUPTOPMETIII, ITHI, 2-OpoMdTHI, 2,2,2-TpUPTOPITHI, TETPadTOPITHI, TEHTAPTOPITHI, NpOMIHI, 2,2-
mudroprnponwa, 3,3,3-rpudToprnponni, nzonponui, Oyrun, 4,4,4-tpudropOyTiil, U300yTHI, BTOP-OyTHII, TPET-
OYTHII, IEHTIJI, U30TICHTIII, HEONICHTHUIL, 5,5,5-TpU(TOPIICHTIIL, TeKCHII U 6,6,6-TPUPTOPTEeKCHUIL.

B Hacrosimem ommcanun npumepsl "C,¢ alKeHUIBHOH Ipynmel", BKIIOYAIOT ATE€HWIN, l-mpomeHum, 2-
OpOTCHWNI, 2-MeTwia-1-nponieHmn, 1-OyreHmn, 2-Oytenui, 3-OyTeHwn, 3-mMeTwi-2-OyTeHW), |-IeHTCHWI, 2-
MEHTCHWI, 3-TICHTCHWI, 4-TICHTCHWI, 4-MEeTHI-3-TICHTEHUJ, | -TeKCeHMI, 3-TEKCEHWT U 5-TeKCEHU.

B macrosimem ommcannu npuMmepsl "C,¢ aTKWUHWIBHOH TPYMIBI" BKIIOYAIOT ITHHWI, |-TIPOTWHWI, 2-
nponuHuwI, 1-OytuHun, 2-OyTWHWI, 3-OyTHHWI, |-IEHTUHWI, 2-TIEHTUHWI, 3-TIEHTHUHIWI, 4-TIeHTUHWI, |-
TE€KCHUHWII, 2-TEKCUHMII, 3-T€KCEHNUI, 4-T€KCEHMIT, S-TeKCEHNIT U 4-METHII-2-IEHTUHMIL.

B HacTosmem omucanuu npuMepsl "Cs_jg MUKI0ATKWIBHONH TPYIITHI" BKIIOYAIOT MUKIOTPOIIII, IIUKJIO0Y-
THJ, IUKIOMIEHTHII, ITUKJIOTSKCHII, ITUKJIOTENTHI, UKIOOKTH, Oummkio[2.2.1]rentwr, Ourukio[2.2.2]okTu,
OourukIno[3.2.1JoKTHIT ¥ alaMaHTHIL.

B HacrosimieM onmcaHuM NpUMeEpH "HE00sA3aTeNbHO rajJoreHupoBaHHOH Cs.jp HIMKIOAIKMWIBLHON rpyms”
BKITIOYAr0T Cs.1o MUKIOATKWIBHYIO TPYIITY, HE00A3aTEILHO COJACPIKAIIYIO OT 1 10 7, MPEeAmOYTUTEIHLHO OT 1 10
5, aTtomMoB rajoreHoB. KOHKpeTHble mpuMepbl TakoH TpYNObl BKIOYAOT LUKIonpomnun, 2,2-
JUPTOPUUKIONPONII, 2,3-AH(TOPIUKIONPONIII, [UKIOOYTIII, TUPTOPUUKIOOYTHII, TUKIONCHTIII, [IUKIOTCK-
CHJI, IUKJIOTCTITA U IIUKJIOOKTHIL.

B nacrosimem onucanuu npumeps! "Cs g HUKIOAIKEHUIBHOW TPYNIbl" BKIOYAIOT UKIONPONCHU, [TUK-
00y TeHUII, TUKIONEHTEHIT, IUKJIOTeKCEHM, IIUKIOTENTCHIIT U IIMKIOOKTEHIL.

B nacrosmiem onucanmu npumepsbl "Cg.j4 apuiabHOW Tpynmbl" BKIIOYaroT ¢eHwr, 1-nHadtun, 2-HadTw,
1-aHTpW, 2-aHTPUI B 9-aHTPUIL.

B nacrosmem onmcanuu npuMeps! "'Cq. g apamKWIbHON TPYIIIBET" BKIIOYAIOT OSH3UI, PEHITHI, HAQTHIMe-
THJ U HESHUITIPOTIHIL.

B nactosmem onucanuu npumepsl "Cg aTKOKCUTPYMIBI" BKIIOYAIOT METOKCH, 3TOKCH, MPOMOKCH, U30-
MPOTIOKCH, OYTOKCH, H300yTOKCH, BTOP-0YTOKCH, TPET-0YTOKCH, IICHTHUIIOKCH U TEKCHIOKCH.

B HacTosimeM omucaHuU MpUMEpH! "He00sA3aTeBFHO TaJoreHUpOoBaHHOH C|.g aIKOKCUTPYIIBI" BKIIOYAIOT
C/_¢ QIKOKCUTPYIITY, HE00A3aTEIFHO COACPIKAIIYIO OT 1 10 7, MPEeaIOYTUTENHHO OT 1 0 5, aTOMOB raloTeHOB.
KoHkpeTHBIC IPUMEPBI TAKOW TPYIIIBI BKIIOYAIOT METOKCH, TUPTOPMETOKCH, TPUPTOPMETOKCH, ITOKCH, 2,2,2-
TPUPTOPITOKCH, TPOTIOKCH, M30IPONIOKCH, OyTOKCH, 4,4,4-TpudTOpOyTOKCH, N300YTOKCH, BTOP-OYTOKCH, NEH-
THJIOKCH U TEKCHIIOKCH.

B nmacrosmem onmcanuu npumMepsl "Cs.o IMUKIOTKWIOKCUTPYIIBI" BKITIOYAIOT IUKIOTPOIIIOKCH, K-
JO0YTHIIOKCH, ITUKJIOTICHTHIIOKCH, ITUKJIOT€KCHIIOKCH, IUKIOTeNITIIIOKCH U IAKIIOOKTHIIOKCH.

B nmacrosmem onmcanuu npumepsl "'Cig aTKUATHOTPYIH" BKIFOYAIOT METHIITHO, THITHO, MPOIMUITHO,
W30TIPOITMITHO, OYTHITHO, BTOP-OyTHITHO, TPET-OyTHITHO, IEHTUITHO U TEKCHIITHO.

B Hacrosmmem onvcaHuM IpuMepsI "Heo0s3aTebHO TaoreHupoBaHHON C_g aTKUIATHOTPYIIB" BKITIOYAIOT
C/_¢ AIKWITHOTPYIITY, HEO0A3aTEIBFHO COMEPHKAIIYIO OT 1 10 7, IPEAMOYTHTENBHO OT 1 710 5, aTOMOB TaJIOTeHOB.
KoHkpeTHbIC MPUMEPHI TaKO# TPYMITBI BKIFOYAIOT METHITHO, TUPTOPMETHITHO, TPU(YTOPMETHITHO, ITHITHO,
MPOTHITHO, U30TPONMITHO, OYTHITHO, 4,4,4-TpUPTOPOYTHUITHO, ICHTUIITHO U TEKCUIITHO.

B nacrosimem ommcanuu npumMepsl "Cj¢ adKHIKapOOHWIEHON TPYNIIEI" BKIIFOYAIOT alleTHII, MPOTIAHOMI,
OyTaHOWMJI, 2-METHIIPONAHOWI, MCHTAHOWN, 3-METHIOYTaHOWI, 2-METHIOYTaHOWN, 2,2-THUMETUIIPOIaHOMI,
TEKCAHOWII ¥ TeNTaHOWIL.

B HacTosimem omucaHWM MpUMEPHI "Heo0A3aTenbHO TajoreHupoBaHHOW Ci¢ aNKHIKApOOHWIBHON TPYII-
el BKITIOYAIOT C|_¢ aTKWIKapOOHWIBHYIO TPYIITY, HEOOS3aTENBHO COAepKamlyto oT 1 10 7, MpeArnoYTHTENHHO
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ot 1 1o 5, aromMoB rasoreHoB. KoOHKpeTHBIE TpUMeEpHI TaKOH TPYMITHI BKIIOYAIOT alleTHII, XJIOpaleTH, TpUQTop-
aleTII, TPUXJIOPALETHII, IPOTIAaHOMII, Oy TAHOWII, TIEHTaHOWJI ¥ TE€KCAHOMII.

B nacrosmiem omucanuu npumepsl "Cig aTKOKCUKAPOOHUIHHON TPYHIB" BKITIOYAIOT METOKCHKApOOHWII,
JTOKCUKApPOOHWI, TPOMOKCHUKApOOHMII, H3OMPOIIOKCHUKAPOOHHI, OyTOKCUKApOOHMI, H300yTOKCHKApOOHHIT,
BTOP-0YTOKCUKApOOHWI, TPET-0yTOKCUKAPOOHIII, TEHTHIIOKCUKAPOOHWIT U TEKCHIIOKCHKApOOHHII.

B nactosmem onmcannu npumMepsl "Cy. 4 apruIIKapOOHUIHLHOM TPYIITEI" BKITIOYAOT OeH30mI, 1-HadTOMI U
2-Ha(TOMII.

B nacrosimem ormmcanuu npuMepsl "'Cy. ¢ apalTKIIIKapOOHMIBPHON Tpynmbl" BKIIOYAIOT GpeHunaneTun u de-
HUWJITPOITHOHMIL

B Hacrosmem onvcanun npuMepst "5-14-41eHHOI apoMaTHUeCcKOi reTeponnKIIKapOOHWIEHOHN rpymIis”
BKJIFOYAIOT HUKOTHHOMII, U30HUKOTUHOMJI, THEHOWII ¥ ()ypPOHIL.

B nacrosimem onucanuu npumepsl "3-14-uIeHHON HeapoOMaTHYECKOH reTepOolMKIHIKapOOHMIEHON IpyTI-
161" BKITIOYAIOT MOP(HOIMHUIKAPOOHHII, THIIEPUINHUIKAPOOHWIT ¥ TUPPOIIHIMHAIKApOOHHII.

B nacrosimiem onucanuyu npuMepsl "MOHO- M U-C|_¢ aIKHIKapOaMOMIBHOW Pyl BKIIOYAIOT METHII-
KapOaMouII, dSTHIKapOaMOHII, TUMETHIKApOaMOnI, TUATHIIKapOamMon 1 N-3Twi-N-MeTHIKapOaMOouII.

B HacTosmiem omwcaHuu mpuMmepbl "MoHO- Wwin u-Co i apamKmiIKkapOaMOMIBHON Tpynmbl" BKIIOYAIOT
OeH3MITKapOaMOmIT U PeHITHITKAPOAMOMIT.

B nacrosmiem omucanuu npumepsl "Cis aKHICYTb(OOHMIBHON TPYMIBI" BKIIOYAIOT METHICYITh(HOHIII,
ITUWICYIb(POHUI, TIPONMICYIb(POHMI, U30TPONIIICYIb(GOHNI, OYTHICYIb()OHNI, BTOP-OYTHIICYIb(MOHMIT U TPET-
OyTHICYIb(MOHMIL.

B HacTosimem onucaHuy NpUMeEphl "HEO0s3aTeNbHO rajoreHupoBaHHON Cj ¢ aTKMICYIb()OHWIBHOM IpyTI-
nbl" BKIFO4YatoT Ci_¢ aJKHICYJIE(GOHIIBHYIO TPYIITy, HE00sS3aTEeIbHO COAEpIKaILyto OT 1 10 7, IpeArnoYTUTEIHHO
ot 1 1o 5, aromMoB ranoreHoB. KoHKpeTHBIE MPUMEPBI TAKOW TPYMIIBI BKIOYAIOT METHICYIb(OHWI, THUdTOpMeE-
THICYNB(OHMI, TPUPTOPMETHICYIBGOHMI, STHWICYIb(YOHII, MPONHICYIbQOHII, H30IPONMWICYIbGOHMI, OY-
tuncynbhonu, 4,4,4-rpudTopOyTIICyIb(GOHNIT, TEHTHICYIL(QOHUI U TeKCHICYIB(MOHHII.

B nactosmem onmcanuu npumMepsl "Cy. 4 apriIcyTbGOHWIBHON Tpynmbl" BKIIIOYaoT GeHmIcynbdonmt, 1-
HaQTUICYTbQOHUT U 2-HAD THIICYITHHOHIIT.

B HacrosimeM omnmcaHWW TMpUMEPHI "'3aMecTUTENs" BKIIIOYAIOT aTOM TaJIOTeHa, ITHAHOTPYIITY, HUTPOTPYII-
My, HE00A3aTENHFHO 3aMEIICHHYIO YTIICBOJOPOJHYIO TPYIITY, HE0OS3aTENbHO 3aMEIICHHYIO T€TEePOIHKINIECKYIO
TPYIILy, alUIbHYIO TPYIITY, HE00S3aTeIFHO 3aMEIIeHHYI0 aMHHOTPYIITY, HeoOs3aTeIbHO 3aMEIIeHHYIO KapOa-
MOWJIBHYIO TPYIILY, HEOOS3aTENFHO 3aMEIIEHHYI0 THOKapOaMOWIBHYIO TPYIITY, HEoOs3aTeIhHO 3aMEIICHHYIO
Cynb(aMOMIBHYIO TPYIITY, HEOOs3aTeIbHO 3aMEIICHHYI0 T'MIPOKCIIIBHYIO TPYIITy, HeoOsS3aTelbHO 3aMelieH-
Hy!0 cynbdanmisHylo (SH) rpynimy u HeoOs3aTeIbHO 3aMENICHHYIO CHIIMIIBHYIO TPYIITY.

B nacrosiem onucanuu npuMeps! "yriaeBogOpoAHOHN rpynmnel" (B TOM uucie "yrieBogopOHON Ipynmsl”,
"Heo0s3aTeNIbHO 3aMEICHHON YIIIeBOAOPOAHOM rpynmbl") BKiodatoT C ¢ alkuibHyo Tpyniny, C,¢ alKeHUIb-
Hyto rpynny, C,¢ ankuHwibHylo rpymmy, Cs ¢ OIMKIOANKWIbHYIO Tpymiy, C; o HUKIOAIKEHIIBHYIO TPYIILY,
Cée.14 apuibHyto Tpyniy u C;.i¢ apalKWIBHYIO TPYIITY.

B HacTosimeM omucaHWHM MPUMEPHI "Heo0sA3aTeNbHO 3aMEIICHHON YTIIEBOJAOPOIHONW TPYIITEI" BKIIOYAIOT
YTIIEBOJIOPOIHYIO TPYIITY, HEOOS3aTEIbHO COJEPIKAIIYI0 3aMECTUTENh(K), BRIOpaHHBIN(€) U3 MpeAcTaBICHHON
HIWDKE TPYIIbI 3aMeCTUTENIeH A.

I'pymnina 3amectureneit A.

(1) aToMm ramorena,

(2) Hutporpymma,

(3) uuanorpymma,

(4) oxcorpyma,

(5) ruppokcunbHas TpymIa,

(6) HeoOs13aTenbHO TaoreHupoBanHas C g ATKOKCUTPYIIIa,

(7) Ce.14 apunokcurpymnmna (Hanpumep, GPeHOKCH, HAPTOKCH),

(8) C1.1¢ apankmmokcurpymma (HanpuMmep, OCH3UIOKCH),

(9) 5-14-uneHHas apoMaTHyeCcKas TeTePOUUKIMIOKCUTPYIIA (HampuMep, TUPHUIUIOKCH),

(10) 3-14-unennas HeapoMaTHYEeCKask TETEPONUKIMIOKCUTPYIIA (Hampumep, MOPQOTHHUIOKCH, TTHIICPH-
JIUHUIIOKCH),

(11) C,.¢ ankunkapOOHUIOKCUTPYTINA (HApUMeEp, alleTOKCH, MTPOTTaHOMIIOKCH),

(12) Cg.14 apumxapOOHMITOKCUTPYTITA (HapUMep, OEH30MIOKCH, 1-HadTOUIIOKCH, 2-HA(QTONIOKCH),

(13) C,.¢ ankokcukapOOHWIOKCUTPYIIA (HalpUMep, METOKCMKapOOHWIIOKCH, 3TOKCHKAapOOHHUIIOKCH, IIPO-
MOKCUKapOOHMIIOKCH, Oy TOKCUKapOOHUIIOKCH),

(14) mono- i 1u-C| ¢ ankuaxapOaMOMWIOKCUTpyIIa (HarpuMep, METHIIKapOaMOMIIOKCH, STHIKapOaMou-
JIOKCH, TUMETHIIKapOaMOMIOKCH, NI THIIKapOaMOHIIOKCH),

(15) Ce.14 apunkapbamMomIIoOKCHrpyIa (HanpuMep, GeHmIKapOaMOHIOKCH, Hah THIKapOaMONIOKCH),

(16) 5-14-unennas apomMaTHyecKas TeTEPOLMKIMIKApOOHMIOKCUTPYIITA (HapUMep, HUKOTHHOMIIOKCH),

(17) 3-14-uanenHas HeapoMaTHYECKas TeTEPOIUKIMIKAPOOHUIOKCUTPYIA (HarpuMep, MOp(OoTMHHAITKAD-
OOHHUJIOKCH, TTUTIEPUTUHIIIKAPOOHHUIIOKCH ),
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(18) Heobs3aTenpHO ranorenupoBanHas Ci ¢ alKWICYIb(GOHMIOKCHTPYIA (HallpuMep, METHICYIIb(OHU-
JIOKCH, TPU(PTOPMETHIICYIIL(OHIIOKCH),

(19) C¢.14 apuncynbPpoHUIOKCUTPYTINA, HeoOs3aTenbHO 3aMenieHnas C ¢ AIKIIBHON TpyNIoi (Hanpumep,
(heHnICYIH(POHMIIOKCH, TOIYOJICYTH(HOHUIOKCH),

(20) Heobs13aTenpHO TaToreHnpoBaHHast C ¢ ATKAITHOTPYIITIA,

(21) 5-14-unennas apoMaTuIecKas reTepOITUKINYECcKast TpyIIa,

(22) 3-14-unenHas HeapoMaTHIECKas TETEPOITUKINYSCKAs TPYIIa,

(23) popmunbHas Tpymia,

(24) xapOokcupHas TpyIIa,

(25) HeoOs3aTenbHO ranorenupoBanHas Cj ¢ aJIKHIKapOOHWIbHAS IPYIIIA,

(26) Cs.14 apunkapOOHHIbHAS TPYIITA,

(27) 5-14-unennas apomMaTHyecKas TeTepPOLMKIMIKapOOHWIIbHAS TPYIINA,

(28) 3-14-uneHHas HeapoOMaTHYECKas reTEPOLMKIMIKApOOHMIIBHAS TPYIINA,

(29) C,. ankokcukapOOHWIBHAS TPYIIIIA,

(30) Cq.14 apumokcukapOOHWIBHAS TpyTIa (Hanmpumep, GEeHMIOKCUKapOOHU, |-HadTHIOKCHKapOOHWMII, 2-
HaTHIIOKCHKApOOHMIT),

(31) Cy.16 apankuIokcHKapOOHUITBHAS TPYIIIA (HapuUMep, OCH3MIOKCUKApOOHNUII, (PEHITHIIOKCHUKAPOOHHI),

(32) xapbamowmbHas TpyIIIA,

(33) TnokapbaMoWIIbHAS TPYTITIA,

(34) mono- mm 1u-C_sankuiakapbaMoMIIbHAs TPYTITIA,

(35) Ce.14 apunikapbamonbHast rpynna (HanpuMep, GeHmIKapoaMon),

(36) 5-14-unennas apomaTuyeckasi reTepOLMKIMIKapOaMOMIbHAS TpyIIa (HarpuMmep, MUpuaAnIKapoamo-
WJI, THCHWIKapOaMomu),

(37) 3-14-uneHHass HeapoMaTHYecKas I'€TEpPOLMKIMIKapOaMOWIbHas Tpynna (Hanpumep, MOpQOIHHHI-
KapOaMOoWI, MUIEPUIUHIIKApOAMOMIT),

(38) Heobs13aTenpHO TaioreaupoBaHHast C_¢ aTKAICYIHPOHMIbHAS TPYIINA,

(39) Ce.14 apuncynbhoHUTBHAS TPYIINA,

(40) 5-14-uneHHass apoMaTUYecKasl TeTEPOIMKIMICYIb(MOHWIbHAS TpyNna (HampuMep, MAPHAUICYIbHO-
HUJI, THACHWICYJIb()OHWUIT),

(41) meobs3aTenpHO TaoreaupoBaHHast C ¢ aTKAICYIHPOHMIbHAS TPYIINA,

(42) Cq.14 apuncynbGuHWIbHAS Tpymma (Hampumep, Geruncynshunmn, 1-HadTwicynbuam, 2-HadTumi-
cynbhuHH),

(43) 5-14-uneHHast apoMaTH4eCcKasl T€TCPOLUKIMICYIb(UHIWIbHAS TpyNna (HarpuMmep, MTHPHIMICYIbGhU-
HWJI, THCHWICYJIb(OUHII),

(44) amuHorpymma,

(45) mono- wmn 1u-C| ¢ ankuiIaMUHOTpYyINNa (HapuMep, METHIAMUHO, 3TWJIAMHHO, MPOIMIAMHHO, H30-
NPONWIAMHUHO, OYTHIaMHHO, TUMETHJIAMUHO, AMATWIAMHHO, ITUNPONHIAMUHO, HUOyTHiIaMuHO, N-3THiI-N-Me-
THJIAMUHO),

(46) mono- wm 1u-Cqy. 4 apuaaMUHOTpyITIA (HanpuMep, GeHUITIaMUHO),

(47) 5-14-unennas apoMaTuiecKas reTepOIUKIMIIAMAHOTPYIINA (HampuMep, MHPUIARIAMHIHO),

(48) C7.16 apankumraMuHOTpyMIA (HanpuMep, OSH3UITAMIHO),

(49) popmunamuHOTpYIITIA,

(50) C,_ ankunkapOOHWIAMHHOTPYIITA (HAIPUMED, alleTHIIAMHUHO, IPOTIAaHOMIIAMUHO, Oy TaHOWIIaMHHO),

(51) (Cy.¢ anmkmm)(C,_¢ ankunkapOoHMIT)aMuHOrpyMIa (Harpumep, N-anetii-N-MeTHIIaMHUHO),

(52) Cs.14 apuxapOoHMIAMHHOTpYIIIA (HAapUMED, (PeHMIKapOOHMIAMUHO, Ha THIKapOOHUIAMKHO),

(53) C, ankokcukapOOHMIAMHUHOTPYNIA (HApUMEpP, METOKCHKapOOHMIIAMHHO, STOKCHKapOOHUIAMHHO,
MPONOKCHKAPOOHUIAMUHO, Oy TOKCHKapOOHMIIAMHHO, TPET-0yTOKCUKapOOHNUIIaAMIHO),

(54) C;.16 apanKuoKCHKapOOHMIAMUHOTpYIINA (HarpuMep, OEH3MIOKCHKAapOOHUIAMIHO),

(55) C,.¢ anxmncynbGoHUIaMUHOTpYITA (HAPUMEP, METHIICYTH(OHMIAMUHO, STHICYIb()OHUIAMHHO),

(56) Cq.14 apuncynbhoHWIAMHUHOTPYIIA, HeoOs3aTenbHO 3aMenieHHas Ciq aaKuIbHOW TPYITON (Hampu-
Mep, GeHUICYIHPOHMIAMUHO, TOTYOJICYTb(OHUIAMIHO),

(57) meobs3aTensHO TanoreaupoBanHast C;.¢ adKUIbHAS TPYIIA,

(58) C,.¢ ankeHMIIbHAS TPYTITIA,

(59) C,.¢ ankuHWIBbHAS TPYyTITIA,

(60) C;.1p IMKIIOATKWIIEHAS TPYIIIA,

(61) C;.1¢ IMKIIOATKCHIIIBHAS TPYIIIIA,

(62) C¢.14 apunbHas rpynmna. KommdecTBO BhIIEYKa3aHHBIX 3aMECTHTENECH B "HE00A3aTEIbHO 3aMEIIEHHOH
YTI€BOAOPOAHON rpymHmbl" cocTaBiseT, HanmpuMep, oT 1 1o 5, npeanoururensHo ot 1 o 3. Korna uncno 3amec-
THUTEJEH paBHO ABYM MK 00Jiee, COOTBETCTBYIOLINE 3aMECTHTEIIM MOTYT OBITh OJJMHAKOBBIMH MJIH PA3HBIMHU.

B Hacrosmem ommcaHMM NpUMEpPHI "TETEPOLMKINYECKOH rpynmsl’ (B TOM 4HciIe "TeTepOLMKIMYECKOH
rpynmsl" "HE0OS3aTENBFHO 3aMEIEHHOW TeTePOIUKINISCKON Tpynmbl") BKIIFOYAIOT: (1) apoOMaTHIECKYIO TeTepo-
MUKITUYECKYI0 Tpymiy, (i) HeapoMaTHIECKYI0 TeTePOLMKINIECKYI0 Tpymty, U (iii) 7-10-4JeHHy0 reTepoInK-
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JMYECKYI0 MOCTHKOBYIO TPYIIILY, Ka’k/1asi U3 KOTOPBIX COAEPKHUT B KadyecTBE aTOMOB, 00pa3yIoMUX KOJBIO, HO-
MHMO aTOMOB YTJeposa oT 1 10 4 TeTepoaToMoB, BEIOPAaHHBIX U3 aTOMOB a30Ta, CEPbl H KUCIOPO/a.

B HacTosmemM onmcaHuu mpuMepsl "apoMaTHIeCKOH TeTepoIMKIndeckoi rpynmsl” (B ToM ducie "S5-14-
YJICHHON apOMaTHYeCKOW TeTePOIMKIMYECKON TpyNmbl") BKIIOYAOT S-14-uneHHble (MpeanodTuTenbHo 5-10-
YIEHHBIE) apOMATHICCKHUE TeTEPOIMKINIECKHE TPYIIIEI, COepKallie B KadeCTBE aTOMOB, 00pa3yIOMHX KOJb-
110, TOMHMO aTOMOB yTiiepoaa ot | 1o 4 rerepoaToMoB, BEIOPAaHHBIX U3 aTOMOB a30Ta, CEPHI M KUCIOPOAA.

[IpenmnodruTenpHBIe IPUMEPHI "apOMATHIECKON T€TEPOIUKINISCKON TPYNIbBI" BKIIOYAIOT S5- WIH 6-4JICH-
HBIE MOHOLMKIMYECKHE apoOMaTHYEeCKHe TeTEPOUHKINYECKHUEe TPYMIbI, TAKHEe KaK THEHWI, (QypWII, THPPOIII,
UMUIA30JIAIT, TUPA30IIMIT, THAZOJIMII, U30THA30JIMII, OKCA30JIWII, H30KCA30IMII, TUPUAM, TUPA3HHII, THPUMUIH-
HWI, nupuaazunaui, 1,2,4-oxkcaguazonuin, 1,3,4-oxcaaunazonui, 1,2,4-tuanuazonun, 1,3,4-Tuaguazonui, Tpuaszo-
JIAIT, TETPA30JIMI, TPUAZHUHILT U T.11.; U 8-14-4IIeHHBIC KOHACHCUPOBAHHBIC MOJUIIMKINICCKUE (TIPEIIOYTUTEIHFHO
OW- WM TPULMKIMYECKUE) apOMaTHYECKHE TeTePONNKINIECKUE TPYIIIbI, TaKue Kak OeH3oTnodeHmn, 6eHzody-
paHmI, OCH3UMIIA30IMII, OSH30KCA30IIIII, OCH3U30KCA30IMII, OCH30THA30IWI, OCH3M30THA3O0III, OCH30TPHA30-
T, MMUAA30MUPUANHII, THCHOMUPUIMHWI, (HYpOTUPUIUHUI, MUPPOIONUPUANHIII, THPA30JIOMUPUINHII,
OKCa30JI0MUPUANHIII, THA3O0JIOMUPUANHIII, UMHAAA30MUPA3HHIII, IMHAIA30TUPUMUANHIII, THEHOTHPUMHUANHIIL,
(hypOMPUMUANHIIL, THPPOIOTMPUMUINHII, THPA30IOMUPUMHUANHII, OKCA30JIOMUPUMUINHIIL, THA30JIOHAPH-
MUIWHWI, TTAPA30JI0TpHasuHmI, HadTo[2,3-b]THennn, GeHOKCATUIMHILII, HHIOJWI, W30uHI0ImI, 1 H-unmazomm,
MyPUHWI, W30XUHOIWI, XHHOJIWI, (TalasuHII, HAQTUPUAUHWI, XUHOKCATHHII, XWHA3O0IUHWI, [THHHOIWHII,
KapOazonu, B-kapOonmHwI, PeHAHTPUIMHWII, aKPUIUHWI, peHasHHWI, peHOTHa3NHIII, (PEHOKCA3HHII U T.I1.

B HacTosiem onmcaHuy MpUMEPHI "HEapOMaTHYECKOH TeTepOIUKINIecKor rpymmbl" (B ToM yucie "3-14-
YJICHHON HapOMaTHUYECKON T'eTePOIMKIMIECKON TpymImbl") BKIOYAOT 3-14-uneHHyto (MpeamodyTuTenpHo 4-10-
YWICHHYI0) HEApOMaTHYECKYI0 T'eTePOLMKINYECKYI0 TPYIILY, COJACPKAIlyl0 B KAaueCTBE aTOMOB, 0Opa3yroIIMX
KOJIBII0, IOMHMO aTOMOB yTiiepoza oT 1 10 4 reTepoaToMoB, BEIOPaHHBIX U3 aTOMOB a30Ta, CEPBI M KUCIOPO/Ia.

IIpeanodruTensHble NPUMEPH! "HEAPOMATHUECKON TeTePOLUKINYECKON IPYNIbl" BKIIOUAOT 3-8-4JICHHbIE
MOHOIIMKIINYECKUE HEAPOMATHUCCKUE TETEPOLUKIMYSCKUE TPYIIEI, TAKHE KaK a3UPUIMHII, OKCUPAHILI, THAPA-
HUJI, a3CTUIUHII, OKCETAHIII, THETAHWUII, TCTPArUAPOTUCHII, TeTPAruapodypaHui, THPPOIUHILL, THPPOIHIH-
HUJI, UMHUIa30JIMHUIT, UMHUIA30JIMAUHII, OKCA30IUHIII, OKCA30IHIUHII, TTHPA30IUHII, THPA30IUINHIIL, THA30-
JHAJ, THA30UINHAT, TETParuApON30THA30NWI, TETPATHAPOOKCA3OIII, TETPATUAPOU30KCAZ0INI, THIICPHUIH-
HIUI, TUIIEPAa3sHHAI, TeTPAaruIpONUPHANHIII, JUTHAPOTUPUINHIII, TUTHAPOTHONMPAHII, TETPAaruAPOTHPUMUIH-
HUJI, TETParuAPOITUPHUIa3HHII, TUTHAPOIIHPAHII, TeTPAruIPOIHPAHII, TeTPArHIPOTHONHPAHII, MOP(OIHHII,
THOMOP(OJIMHUI, a3€TIaHNJI, TAA3CTIaHuII, a3eTIMHNI, OKCETIAHNI, a30KaHWWI, TMa30KAHMII U T.IL.; U 9-14-1iieHHbIe
KOH/ICHCHUPOBaHHBIC TOIHUIUKIMYECKUE (MPEAMOYTUTEIHFHO ON- FITH TPULIUKINYECKHE) HeapOMaTHIECKHe TeTe-
POIMKJIMIECKUE TPYMIBI, TaKue Kak AUTHAPOOCH30(ypaHwmi, AUTHAPOOCH3MMUIA30III, AUTHAPOOCH30KCA30-
JWJ, AUTUAPOOESH30THA30MINI, TUTHIPOOCH3U30THA30MII, AUTHApoHadTo[2,3-b]THeHmN, TeTparuiIporn30XuHO-
JIAJT, TETPAruAPOXUHONWI, 4H-XHHOTU3UHILI, UHIOIMHII, H30WHIOIUHIIL, TETPAruAPOTUCHO[2,3-C | MTUPUANHIIL,
TeTparuapoOeH3a3eTHHII, TETPATHIPOXHUHOKCATUHII, TETParuaApoGeHAHTPUIUHILI, TeKCAruIpoGheHOTHAZHHI,
rexcaruipoeHOKCa3HHWI, TETPAruApOPTaTa3HHII, TETPArHAPOHAQTUPUINHII, TETPArHAPOXUHA3OIMHII,
TeTParuAPOIMHHOIMHNI, TETPAaruapoKkap0a3onmI, TeTparuapo-f-kapOoJMHUI, TeTParuAPOAKPHINHUI, TeTpa-
runpoeHa3UHII, TETPAruAPOTHOKCAHTCHII, OKTATUIPOU30XUHOIHI H T.1I.

B HacTosIeM onmucaHuU MPEeANOUTUTENbHbIE NpUMeps! "7-10-4JeHHON reTepoUKINYeCKOl MOCTUKOBOM
Tpynmbl" BKIIOYAIOT XUHYKITHIWHWI U 7-a3abunukio[2.2. 1 Jrenranmi.

B HacrosmeM onmucaHuM MPUMEPHI "a30TCoMEpIKaIIe reTepOIMKINIECKON TPYyMITbl" BKIIIOYAOT "TeTepo-
MUKIAYECKYIO TPYymITy", COIep Kamlylo 10 MEHBIIeH Mepe OJWH aToM a30Ta B KadecTBE aTOMOB, 0Opa3yroIINX
KOJIBIIO.

B HacrosmieM omvicaHuM MPUMEPHI "HE00s3aTeTLHO 3aMEIIeHHOW TeTePOITMKIMIECKON TPYMITbI" BKITIOYa-
0T TETEPOLMKIMYECKYIO TPYIITy, HE0OsS3aTEIbHO COMEPIKAIYI0 3aMECTHTENb(1), BEIOpaHHBIN(e) U3 TPUBE/ICH-
HOM BBIIIE IPYMIIEI 3aMeCTUTENEH A.

KonmuectBo 3amectuTeneil B "HeoOsA3aTEIbHO 3aMEIIEHHOW reTepOIMKINIECKON Ipynmne" COCTaBiIsIeT, Ha-
npumep, ot 1 1o 3. Korna yucio 3amMectuTenell paBHO ABYM WM OoJiee, COOTBETCTBYIOIIME 3aMECTHTEIIN MOTYT
OBITh OJIMHAKOBBIMY WJIH PA3HBIMHUH.

B HacrosimieM onmcaHuM NpUMEpPH "alMIbHON TPYNIEI" BKIIOYAOT (GOPMIIIBHYIO TPYIMITy, KapOOKCHIIb-
HYIO TPYHITy, KapOaMOMIBHYIO TPYIILYy, THOKapOaMOMIBHYIO TPYIILY, CYIb(QUHOTPYHITY, CYIb(OTpyIIy, CYilb-
(haMomTbHYIO TpyHIy 1 (HOCHOHOTPYIIITY, KaXaas U3 KOTOPBIX HEOOSA3aTEIbHO COMEPKUT "1 nim 2 3aMeCTUTEeNs,
BBIOpaHHBIX U3 C_¢ AKUIBHOU TPy, C,) ¢ aMKSHUIBHOU TPYMIIBI, Cs_1o MTUKIOATKAIBHON TpyIIbl, Cs 1o ITUK-
noankeHWIbHOU Tpymmbl, Cg 14 apuiibHON Tpymmbl, Co.1¢ apaTKWIBLHONW TPYIIBI, 5-14-4jeHHON apoMaTHYeCKOM
TETePOIMKINYECKOHN TPYyIbl U 3-14-4IeHHOW HeapoOMaTHIECKON TeTepOIMKINIESCKON TPYIIIBI, KaXKaas U3 KOTO-
PBIX HEOOS3aTENILHO COAEPKUT OT 1 10 3 3amecTuTeNel, BRIOpaHHBIX M3 aTOMa TajloreHa, HeoOs3aTeNbHO Tallo-
reHupoBaHHON Cj_¢ aIKOKCUTPYIIIBI, THAPOKCHIBHON TPYIIIBI, HUTPOTPYIIIEI, [IHAHOTPYIIIEI, AMAHOTPYIIITEl H
KapOaMOMIBHON rpymITs'.

[Tpumeps! "anunbpHOM rpynIbl" TakkKe BKIIOYAIOT YIIIEBOJOPOIHYIO CYIb(OHMIBHYIO TPYIITY, [E€TePOLUK-
JTUICYIb(QOHUIFHYIO TPYIY, VYIJIEBOJOPOJHYIO CYIb(QUHIIBHYIO TPYIIY H TeTePOLUUKIHICYIb(QUHUBHYIO
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rpyrmiy.

B HacTosmieM onmcaHu¥M TepMHH "YTIIEBOJOPOHAS CYNb(GOHWIbHAS Tpymma" O3HAYaeT CYIb(OHUIEHYIO
TPYIIY, CBSA3aHHYIO C YIJIEBOJAOPOIHOW TPYIIION, TEPMHUH ''TeTepOIMKIHICYIbL(OHMIbHAS Tpynmna" o3HadaeT
CyITb(QOHMIBHYIO TPYIITY, CBI3aHHYIO C TeTEPONUKINYECKON TPYIIOH, TepMUH "yIrieBOIOpOIHAS CYIb()HHNIB-
Has Tpynma" o3HavyaeT CyJb()UHUILHYIO TPYIITY, CBA3aHHYIO C YIIICBOJOPOIHON TPYNION, M TEPMUH "TeTepo-
MUKTWICYTb(OUHIIBHAS Tpymma" O3HAa4aeT CyAbQUHWIBHYIO TpPYIIY, CBS3aHHYI0 C TeTePOLUKIMICCKON
TPYIION.

[IpenmodrnuTenpHple IPUMEPHI "aIFIILHOW TPYMITHI" BKIIOYAIOT (GOPMHUIBHYIO TPYMITy, KapOOKCHILHYIO
rpymmy, C;¢ aTKHIKapOOHWIBEHYIO Tpymy, C,.¢ aTKeHITKapOOHWIBHYIO TpyMITy (Hampumep, KpoToHowt), Cs.qg
UKJIOANKIIKAPOOHUIIEHYO TPy (HAIpUMEp, [UKIO0YTaHKApOOHWI, IIMKIIONIEHTAHKAPOOHIII, [IUKIOTeKCaH-
KapOOHWJI, nuKIorentankapoonmn), C;jp NUKIOANKCHIWIKAPOOHMIFHYI0 Tpynmy (Hampumep, 2-IMKIOTEKCCH-
kapOonmi), Ce.14 apuIKapOOHWIBEHYIO Tpyny, Cr.16 apalKUIKapOOHIWIBHYIO TPYIITyY, 5-14-4JICHHYIO apoMaTH-
YECKYIO TeTEPOIUKIMIKAPOOHUIBFHYIO IPyIITy, 3-14-4JICeHHYI0 HeapOMAaTHICCKYIO TeTEPOIMKIIMIKAPOOHILTEHYIO
rpymmy, Ci.¢ adKOKCHKapOOHWIbHYIO rpymiy, Ce 14 apUIOKCHKApOOHWIBHYIO Tpymy (HampuMep, GpeHUIOKCH-
kapOoHwi, HadTHIoOKcHKapOoHmI), Cq 16 apaTKUIOKCHKApOOHMIBLHYIO TPYIITy (HarpuMmep, OCH3MIOKCHKApOO-
HWI, QEHITUIOKCHKAPOOHIIT), KapOaMOWIBHYIO TPYIITY, MOHO- WU IU-C|_¢ aKHIKapOaMOMIBHYIO TPYIIITY, MO-
HO- niu 1-C,_¢ aTKEHWIKapOaMOWILHYIO TPYIITY (HanmpuMep, THALTHIKApOaMOMIT), MOHO- WU JH-Cs.1o IIMKIIO-
ATKWIKapOaMOWIILHYIO TPYIITy (HampuMep, MUKJIONponmikapbamomt), MoHo- Wi Au-Cg 14 apuiaKapOaMOmIIb-
HyI0 Tpynmny (Hampumep, QeHmikapOoamounia), MoHO- Win Iu-C;i¢ apalkuiakapOaMOWIbHYIO Tpymy, S5-14-
YJICHHYIO apOMAaTHYECKYI0 TeTePOLUKIMIApOaMONIBHYIO TPYIITY (HApuMep, MUPUAMIKapOaMom), THOKapOa-
MOWJIBHYIO TPYIITy, MOHO- WiH JU-C;.¢ THOKapOAMOMIIFHYIO TPYIY (HAIpUMep, METHATHOKapOamMom, N-3THii-
N-merunTrokap6amMomnt), MOHO- win IU-C, ¢ aTKEHUITHOKAPOAMOWIBHYIO TPYIITY (HAIPUMED, TUAJUTHITAOKAP-
6amomi), MOHO- WwiH Au-Cj_1¢) TUKIOAUTKHITHOKAPOAMOMIEHYIO TPYITy (HAIPUMED, IUKIOMPOMIITHOKapOaMo-
W, TUKIOTeKCHITHOKapOaMomit), MOHO- Wik Tu-Cg.14 apUITHOKAPOAMOMIBHYIO TPy (HampuMmep, GeHuITHO-
kapOamowt), MOHO- WK Au-C;_ 14 apaKIITHOKAPOAMOMIBHYIO TPYIy (Hampumep, OeH3mITHOKapOamonn, de-
HATHJITHOKapOamMomi), 5-14-4IeHHYI0 apOMaTHIECKYI0 TeTepOIMKIMIATHOKApOAMOUIBHYIO TPyNy (HarmpuMmep,
MUPHIUITHOKapOaMoni), cynbpuaorpynmy, C, s AIKIICYyTbGUHUIBHYIO TPYIITY (HapUMep, METHIICYIIb(MHILI,
srwicynbpuami), Cymsdorpynmy, Cig ankwicynbGoHmwabHyo rpymmny, Ce.i4 apuicyibQOHUIBHYIO TPYIITY,
(dhochonOBYIO TpyMITy 1 MOHO- WK 1U-C1_¢ amkuinpochoHoTpymITy (Harpumep, tuMetuindochono, amTuiadoc-
(hono, aum3onporunpochono, TuoyTHIGochoHO).

B HacTosimeM onmcaHuu MpuUMepHl "Heo0s3aTeTbHO 3aMeNeHHOH aMHUHOTPYIIB" BKITFOYAI0T aMUHOTPYII-
my, HeoOsI3aTebHO coaepkantyro "1 wim 2 3amecTuTest, BEIOpaHbIX U3 Ci_q aKWIbHOM rpynmbl, C) ¢ aTKeHUIb-
HoM rpynmnsl, Cs.jy HUKIOANKWIbHOMN rpynnbl, Ce 4 apuibHON Tpymibl, Cq.¢ apalkuwibHOM rpynnsl, Cy ¢ alKui-
KapOoHUIIbHOM rpymnnbl, C.14 apuiIKapOOHMIBHOM rpymIisl, C;. 16 apaTKMIIKapOOHUIBHON IpyNbl, 5-14-4eHHOH
apOMaTHYECKOH I'eTepOLMKIMIKApOOHMIBHOM TpynIbl, 3-14-4eHHONH HeapoMaTHYeCKOH T'eTepOHUKIMIKapOo-
HWIbHOW Tpynmsl, C;¢ anKOKCMKapOOHWIBHOM Tpynmbl, 5-14-dieHHON apoMaTHYecKOHW TeTepOLMKIMYECKOH
TPYIIIEL, KApOAMOWIHHOMN TPYIIIBI, MOHO- WK TU-C/_g ANKIIKApOAMOWIEHOW TPYIITEI, MOHO- WU au-Cy.14 apai-
KrikapoaMomnbHOH rpynbl, Ci_¢ aKmIcyIbGoHmTbHON rpynmsl U Cg.14 apUICYTBGOOHMIBHON TPYIIIBI, KaXKaas
13 KOTOPBIX HEOO0A3aTeIHHO COAECPIKHT OT 1 10 3 3aMecTuTeeli, BRBIOPAaHHBIX U3 TPYIIIBI 3aMecTUTened A"

[IpennournuTensHBIe IPIMEPH HEO0A3aTEIFHO 3aMEIIEHHOH aMUHOTPYTITBI BKIIOYAIOT aMUHOTPYIIITY, MO-
HO- WIH THU-(HE00sA3aTeIhHO TaIOTeHUPOBaHHBIA C/_¢ KM )aMHUHOTPYIITY (HApUMeEp, METHIIaMHUHO, TpUdTOp-
METHJIAMHHO, TUMETHIaAMHUHO, STHIAMUAHO, TUSTIIIAMHHO, IPONHUIAMHUHO, TUOYTHIAMUHO), MOHO- WK TU-Cy 6
ANKCHWIAMUHOTPYIITY TPyHy (HAPUMEp, TUAJUTHIAMUH), MOHO- WK NU-Cj;. 19 MUKIOATKWIAMUHOTPYITY (Ha-
IpUMED, IUKIOTNPOMIIAMIHO, IUKIOTeKCHIAMUAHO), MOHO- Win Ju-Cg 14 apUIIaMUHOTPYIITY (HampuMmep, GheHu-
JIAMHUHO), MOHO-MIH TTH-Cy.1¢ apalKIIaMUHOTPYIITYy (HAampuUMep, OCH3MIAMHHO, TUOCH3WIAMUHO), MOHO- WIIH
J-(HeOoOsI3aTeIbHO TaOTEHUPOBAHHBIH Ci ¢ aTKWI)KapOOHWIAMUHOTPYIITY (HAIpPUMEpP, aleTIIIAMHHO, MpPO-
MUOHWIAMHUHO), MOHO- wiH TU-Cg.14 apHIKapOOHWIAMUHOTPYIITY (HAIpuMep, OCH30MIAMIHO), MOHO- WM JIH-
C1.1¢ apalKuIKapOOHUIAMUHOTPYIITY (HApuUMep, OCH3MIKapOOHUIAMHUHO), MOHO- MU JTU-5-14-4JICHHYIO apo-
MaTHYECKYIO0 TeTePOUKIMIKAPOOHMIAMUHOTPYITY (HAIpUMep, HUKOTHHOMIAMHUHO, M30HUKOTHHOWJIAMHHO),
MOHO- WJIH JH-3-14-1IeHHYI0 HEapOMaTHIECKYIO TeTePOIUKIMIKApOOHIUIAMUHOTPYIITY (HapUMeEp, THITCPUIH-
HUJIKapOOHMIIAMUHO), MOHO- WK JH-C|_¢ AIKOKCUKApOOHMIAMUHOTPYIITY (HampuMmep, TpeT-0yTOKCUKapOOHMII-
aMUHO), 5-14-4IeHHYIO apOMaTHYECKYIO TeTePOIMKIHIAMUHOTPYITY (HapuMep, MTHPUIMIAMIAHO), KapOamMon-
mamMuHOrpynmy, (MoHO- wmiu 1u-Cie aTKHIKapOaMOWI)aMUHOTPYITY (HAmpuMep, METHIKapOaMOWIAMHHO),
(MonO- nimn mu-Cy.14 apankuIkapOaMowT)aMHHOTPyIy (Hampumep, OeH3mIKapoaMonaaMuHo), C_¢ aIKHICYITb-
(dhoHmTaMuHOTpyIITYy (HapUMep, METHICYIb(QOHMIAMIHO, ATWICYIb(hoHmIaMuHO), Cq.14 apuiICyNb(HOHMIaAMHE-
Horpyniy (Hampumep, ¢enmicyiabhonmnamuno), (C s anxmn)(C¢ anKmIkapOOHUI)aMHHOTPYIITY (Harpumep,
N-anetuin-N-metmnamuno) u (Cy¢ ankmin)(Cs.14 apuiikapOoHmIT)aMuHOTpyHITy (Hanpumep, N-OeH3oua-N-MeThiI-
aMUH).

B Hacrosimem ommcaHuu mpuMephl "HE00S3aTeNbHO 3aMEIIEHHOW KapOaMOWIBHOW TpyMIbl" BKIIOYAIOT
KapOaMOWIBbHYIO TPYIITy, HE00A3aTeNbHO coaeprKantyto "1 nim 2 3amectutensi, BBIOpaHHBIX U3 C| ¢ aJKHIHHOM
rpynibl, Cy¢ AIKSHIILHOUW TpyNIbl, Cs_1o MAKIOANKIITIEHOM rpymisl, Cg.14 apuiibHON TPy, Cy.16 apaTKUIHLHON
rpynmbl, Ci ankwikapOoHuabHOU Tpynmbl, Ce 4 apuikapOoHUIbHOW Tpynmbl, C; s apaNKmIKapOOHUIHLHOU
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rpymnnsl, 5-14-4JeHHON apoOMaTHYECKOH TeTepOLMKIMIKapOOHMWIBHON rpynnbl, 3-14-uneHHON Heapomarnye-
CKOH TeTepOLMKIMIKapOOHHIbHOW Tpynmbl, Ci¢ aJKOKCHKapOOHWIBHOM Tpymmsl, 5-14-ujeHHON apomarnye-
CKOH TeTePOIUKINIECKON TPYIITEI, KapOaMOMIBHON TPYIITBI, MOHO-WIH IU-C | QIKIIIKApOAMOUIHLHONW TPYTIITBI
1 MOHO- Wil 1H-C7 |4 apaKMIKapOaMOMIFHOHN TPYMITEI, KaXKAAs U3 KOTOPBIX HE00S3aTENFHO COAEPKUT OT 1 10
3 3amecTHTeNeH, BRIOpaHHBIX U3 TPYIIBI 3aMecTuTeNeid A",

[IpennournTensHBIE IPIMEPH HEOOA3aTENFHO 3aMEIICHHON KapOaMOWIBHOM TPYMITEI BKIIOYA0 Kapbamo-
WIBHYIO TPYIIITY, MOHO- WU TH-C/_g AIKMIIKApOAMOUIBHYIO TPYIITY, MOHO-MIH JU-C,_¢ aTKEHWIKApOaMOITHLHYIO
rpynmny (HanmpuMmep, JUaJUTIITKapOaMoni), MOHO- Wik 1-Cs._jo MUKIOANTKWIKApOaMOMITBHYIO TPYIITy (Hampumep,
IUKJIOTIPOITMIIKapOaMOmJI, IUKIOTeKCHIIKapOoaMomit), MOHO- Win qu-Cg. 14 aprIIKapOaMOMIbHYIO Ipynmny (Harpu-
Mmep, Qenmnkapbamonn), MoHO- Wi au-C;i¢ apaJKuiIKapOaMOWIBHYIO Tpymniy, MoOHO- win au-C -
AIKMIKapOOHMIKApOaMOMIIBHYIO TPYIILYy (HamnpHMep, aneTHIKapOaMowl, MPOMHOHMIKapOaMOMIT), MOHO- HIIH
11-Cg.14 apHIIKapOOHMIKapOaMOMIIBHYIO TPYIITY (HanpuMep, OeH30MmIKapOaMomi) u 5-14-uneHHyro apomarnye-
CKYIO TeTEPOLMKIIMIKapOaMOMIBHYIO TPYHITy (HalpuMep, NHPHIMIKapOaMon).

B Hacrosimiem onucaHuy npuMepsl "HE00s3aTeNbHO 3aMEIIeHHOH THOKapOaMOWIEHOM IpymIibl" BKIIOYAIOT
THOKapOaMOMIIBHYIO TPYIIY, HEOOs3aTeIbHO coaepkantyro "1 wiu 2 3aMecTuTelIs, BHIOpaHHbIX u3 Cj.q aJKHIIb-
HOW Tpymisl, C,.¢ aTKeHUIBLHOW TpyMIIbI, Cs 19 MUKIOATKHILHOW Tpymbl, Ce 14 apuiibHO#M Tpymibl, Crjq apai-
kuibHOUW Tpynmbl, Ci¢ ankuikapOoHmIbHON rpymnmbl, Ce 4 apuikapOOHUIBHON TpymIibl, Cq 16 apanKuiIkapOo-
HUJIBHOW TPYMIbI, 5-14-41eHHOW apOMaTHIECKONW TeTepOIMKIMIKApOOHUIBPHON Tpynibl, 3-14-4eHHONH Heapo-
MaTHIEeCKON TeTEePONUKIMIKApOOHMIEHOW Tpynibl, C;_¢ aTKOKCHKapOOHMWIBHON TPYIIIbI, 5-14-1wIeHHo# apoma-
THYECKOW TETEPOIUKINIESCKON TPYNIbl, KapOaMOWIBHOW Tpymnmbl, MOHO-WH 1U-Ci ¢ aNKHUIKapOaAMOUIHLHOU
TpyINBl ¥ MOHO- WK 1H-C7_ ¢ apaKUIKapOaMOMITEHON TPYNITEL, KaXkJiast U3 KOTOPBIX HE00sA3aTEeIBHO COJEPIKUT
ot 1 1o 3 3amecruTeneii, BRIOpaHHBIX U3 TPYIIIBI 3aMecTHTeNeH A",

[pennouTnTenbHble MPUMEPHI HEOOS3aTEIbHO 3aMEIICHHON THOKapOaMOWJIBHOW TPYNIBI BKIFOYAIOT THO-
KapOaMOMJIBHYIO TPYIITY, MOHO- WK TU-C| ¢ aJIKHITHOKapOaMOMIBHYIO IPYHITy (HAalpuMep, METHITHOKapOaMon,
STUITHOKAPOAMOWII, TMMETHIITHOKApOAMOMII, TUATHITHOKapOaMowi, N-oTHil-N-MeTHITHOKapOaMouni1), MOHO- WITH
1u-C,_¢ aTKEHUITHOKAPOAMOWIBHYIO TPYIITy (HAIpUMEp, TUAINTHIATHOKapOaMOwT), MOHO- WK Ju-C;_¢ IIHKITOAI-
KHJITHOKapOAMOMITBHYIO TPYIIY (HaIpUMep, TUKIONPOITHITHOKAPOAMONII, ITUKIOTeKCHITHOKapOaMOMIT), MOHO-
i 1u-Ce_j4 apUATHOKapOAMOUIIBHYIO Tpynmy (Hanmpumep, GeHunTrnokapoamoni), MoHO- uinu nu-C,i¢ apai-
KAJITHOKapOaMOMIBHYIO TpyIITy (HampuMmep, OeH3WITHOKapOaMomi, GeHITHITHOKapOaMOnIT), MOHO- 1k Au-C .
¢ ATKIIIKApOOHUITHOKAPOAMOWIBHYIO TPyNIy (HampuMep, aneTHATHOKapOaMOWi, MPOIMHOHMWITHOKApOaMOT),
MOHO- WiH JU-Cg 4 apUIKapOOHHITHOKAPOAMOMIIEHYIO TpymIy (Hampumep, OeHzomnTnokapbamowmt) u 5-14-
YWICHHYIO apOMaTHYECKYIO TeTepOLMKIIMITHOKapOAMOMIBHYIO TPYIITy (HapuMep, MPUANITHOKapOaMOnII).

B Hacrosmem omnmcaHuy npuUMeps! "HEo0sA3aTEIbHO 3aMEIIEHHON CYIb(aMOMIBHOM Irpynmbl”" BKIIOYAIOT
CyIb(aMOMIBHYIO TPYIITY, HE00sS3aTeIBHO coaepkantyro "1 wiu 2 3aMecTUTeNs, BRIOpaHHBIX U3 C_¢ aJKUIBHOU
rpynibl, Cy ¢ aKeHUTbHOU rpynibl, Cs i HUKI0ANKMIbHOM rpymisl, Cg. 4 apuiibHOM Tpymbl, Cy.js apadKUIbHON
rpymnsl, Cj¢ ankuiakapOoHuibHON rpynnbl, Ce 4 apuiikapOOHMIbHOW rpymmsl, C; s apajKuIKapOOHWILHON
rpymnnsl, 5-14-4JeHHON apoOMaTHYECKOH TeTepOLMKIMIKapOOHMWILHONW rpynnbl, 3-14-uneHHON Heapomarnye-
CKOH TeTepOlHKINIKapOOHWIbHON Tpynmbl, Cis aTKOKCUKapOOHWIBHON Tpymmbl, 5-14-wIeHHOW apomaThye-
CKOH TeTePOIUKINIECKON TPYIITbEI, KapOaMOMIBHON TPYIITBI, MOHO-WIH IU-C | QIKIIIKApOAMOUIHLHONW TPYTIITBI
1 MOHO- wiH 1u-C7 14 apaTKMIKapOaMOMIFHOHN TPYMITEI, KaKAAs U3 KOTOPBIX HE00S3aTENBFHO COAEPKUT OT 1 10
3 3amecTHTeNeH, BRIOPaHHBIX U3 TPYIIIBI 3aMecTuTeneid A",

[IpennouruTensHBIE TPUMEPH HEOOSM3aTENHFHO 3aMEIICHHON Cynb()haMOMIBHOIN TPYMITEI BKIIOYAIOT CYJIhb-
(amomnbHYyI0 TpyHIy, MOHO- WiH 1HU-Cj ¢ aNKuiICynb(haMOMIbHYIO TPYIIy (Hampumep, METWICYIb(hamMou,
STHICYIb(YAMOWI, TUMETHICYIbGaMOI, AUITUICYIb(amom, N-oTHia-N-MeTHiICyIb(hpaMoni), MOHO- MM -
C,.¢ amKkeHWICYIb()aMOMWIBEHYIO TPYIITy (HalpUMep, JHaLTHICYJIb(GaMOuiI), MOHO- WK IU-C; o HUKIOATIKHI-
Cynb(haMOMIBHYIO TPYMITy (HarmpuMmep, HUKIONPONIICYIb(aMOMI, TUKIOTEeKCHICYIb(aMONIT), MOHO- WIIN JIH-
Co.14 apriICynb(haMOMIBHYIO TPYIITy (Harmpumep, GpeHmIcynbhamMoni), MOHO- uiH qu-C;_js apalKuicyiabdamo-
WIBHYIO TpynIy (Harmpumep, OeH3uiIcyIbhaMoni, GeHITHICYIb(haMoni), MOHO- Win Au-C|.¢ alKAIKapOOHMUI-
Ccynb(haMOWIBHYIO TPpyNmy (HAampuMep, aneTHICyab()aMowI, TpOMUOHHICYIbhaMom), MOHO- WwiH TU-Cg 14
apIIKapOOHWICYIb(aMOMIIFHYIO TPYyMITy (HampuMep, OCH30MICYIbhaMoml) U 5-14-4JIeHHYI0 apOMaTHIECKYIO
TETePOIMKITIICYIH()aMOMWIBHYIO TPYITY (HAPUMED, TUPHUIUAICYITb(PAMONI).

B HacTosiem ommcaHWW TPUMEPHI "HEOOs3aTeIbHO 3aMENICHHONW THAPOKCHIIBHON TPymmbl" BKIIOYAIOT
TUAPOKCWIIBHYIO TPYIITY, HE00A3aTEIHHO COACPIKAIIYIO "3aMeCTUTENb, BRIOpaHHbIH U3 C_g aJKWIBHON TPYIIIIBI,
C,.¢ aMKeHWTbHOU TpymIisl, Cs 19 MUKIOATKWIBHON Tpymibl, Ce 4 apuiibHOW Tpynmbl, Cr ¢ apaNKWILHON TPYII-
b, Cy_¢ anmkmikapOOHUIEHOU Tpymibl, Cg.14 apUIKapOOHIWIBHOM TpyIEI, C.16 aPATKUIKAPOOHUIBHOMN TPYIIIHI,
5-14-4neHHolt apoMaTHYECKON reTepOUKIMIKApOOHIIBLHON rpymibl, 3-14-4JeHHOH HeapoMaTHYeCKOi rerepo-
UKITMIKApOOHWIbHON Tpynnbl, Ci¢ aIKOKCUKapOOHWIBHOW TPYMIBL, 5-14-4JleHHONH apoMaTH4ecKoW TeTepo-
IUKJIMYECKOH TPYNIbl, KapOaMOMIBHOW TPYMIIBI, MOHO- WK 1U-C/_¢ aIKWIIKapOaMOMIBHOM TPYIIIBI, MOHO- HJIH
m-Cy_1¢ apankmikapbamomiabHoi rpymmbl, C¢ ankuicynbhoHmwisHOM rpynmbsl 1 Ce 4 apuiicynb(OHWIEHON
TPYIBI, KaXJ1ast U3 KOTOPBIX HE00s3aTeIbHO COEPXKUT 0T 1 1o 3 3amecTHTeNneid, BRIOPaHHBIX U3 TPYIIIHI 3aMec-
TuTenei A'.

[IpennouruTensHBIe TPUMEPHI HEOOS3aTENBHO 3aMEIICHHOW THAPOKCHIBHONW TPYIIBI BKIIOYAIOT THIPO-
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KCWIbHYI0 rpymiy, Ci¢ ankokcurpymmy, C, ¢ aTKCHHJIOKCUTPYIITY (HAPUMEp, aJUTHIIOKCH, 2-0yTCHIIIOKCH, 2-
MICHTEHUIIOKCH, 3-TeKCEHMIOKCH), Cs.19 IUKIOANKIIIOKCUTPYIITY (HAIpUMep, NUKIOTeKcuiaoken), Cq 14 apUIOK-
curpymmy (Hanpumep, GeHoKcH, HAPTIITOKCH), C7.1¢ apANKIIIOKCUTPYTIITY (HampuMep, OCH3MIOKCH, (HeHITHUIIOK-
cn), C_g aTKHITKapOOHMWIIOKCUTPYIITTY (HampuMep, arleTHIIOKCH, MTPOITHOHIIIOKCH, OYTHUPHIIOKCH, H300yTHPHIIOK-
cH, UBATOMIOKCH), Cg_14 apHIIKapOOHHUIIOKCUTPYIITY (Hampumep, 0eH30mI0KCH), Cq.16 apaTKHIKapOOHMUIOKCH-
rpynmy (Hanmpumep, OCH3MIKapOOHUIIOKCH), 5-14-4IeHHYI0 apOMaTHIECKYIO TeTePOIUKINIKAPOOHMIOKCUTPYTI-
my (HanmpuMep, HUKOTHHOHMIIOKCH), 3-14-1JIeHHYI0 HEapOMATHIECKYIO TeTEPOIUKIMIKAPOOHUIOKCUTPYIITY (Ha-
puMep, MUNEPHANHUITKAPOOHMITOKCH), Ci aTKOKCHKapOOHWIOKCHTPYIIY (HAampuMmep, TpeT-OyTOKCHKap-
OOHMIIOKCH), 5-14-wICHHYIO apOMaTHYECKyI0 TeTepPOLMKIMIOKCUTPYNIy (HanpuMep, HMUPHIMIOKCH), KapOa-
MomIoKcurpytmy, Ci_q alKHIKapOaMOWIOKCUTPYIITY (HampuMep, MeTIkapoaMomiokcH), Cr ¢ apakmikapoa-
MoOWJIOKcUTpymy (Hampumep, OcH3mkapbamMoniokcu, Ci.q aNKuICYIb(QOHUIOKCUTPYIITY (HAPUMED, METHII-
cynbhoHwIoKeH, THICyabdonniokcn) u Cq 4 apuiICyIbHOHWIOKCUTPYIITY (Hampumep, (HeHmICYIb()OHMITOK-
cH).

B Hacrosimem ommcaHuu mpuMmepsl "HEOOsS3aTEIBHO 3aMEIICHHON CYNb(aHWILHON TpymIbl" BKIFOYAIOT
cynb(haHUIBHYIO TPYINTY, HEOOA3aTEIHHO COAEPIKAIIYIO ""3aMECTHTEINh, BEIOpaHHBIN 13 Ci_g AKWIBHON TPYIIIIHI,
C,.¢ QMKeHWTbHOU TpymIisl, Cs 19 MUKIOATKWIbHON Tpymibl, Ce 4 apriibHOU Tpynmbl, Cr. 16 apaNKWILHON TPYII-
eI, C|.¢ QIKIIKapOOHWIbHON Tpynbl, Cy. 4 ApUIKAPOOHUIHLHON TPYIIIBI U 5-14-4IeHHONW apoMaTHYECKO# reTe-
POLMKJIMIECKON TPYIIIBI, KaXaasg U3 KOTOPHIX HEOOA3aTEIBbHO COAEPKUT OT 1 10 3 3amecTuTelied, BHIOpaHHBIX
W3 TPYNIBI 3aMecTuTeNeld A" U TalloreHUPOBaHHOW CYIIb()aHUIEHOM TPYTITIHL.

[IpennouruTensHBIE IPAMEPHI HEOOS3aTENBHO 3aMEIIEHHON CyNb()aHWIFHOW TPYIIBI BKIIOYAIOT CyIbda-
HIIbHYO (-SH) rpynmy, C,¢ ankuntrorpymy, C,.s alKeHUITHOTPYIITY (HalpUMep, ajuTHITHO, 2-0yTeHUITHO,
2-MEHTEHWITHO, 3-TeKCCHWITHO), C;.19 MUKIOANKIWITHOTPYIY (HAIpUMEp, MUKIOTeKCHATHO), Ce.14 apUITHO-
rpynny (Hanpumep, deHunarno, HapTHATHO), C;. 16 apaJKUIATHOTPYIY (HampuMmep, OCH3WITHO, (HEHITHITHO),
C/_¢ AIKHIKApOOHWITHOTPYIITY (HATIPUMED, allCTUITHO, MPOMTHOHUWITHO, OYTUPUIITHO, U300YTUPHIITHO, ITHBAJIO-
mntno), Ce 14 apuiIKapOOHWITHOTPYIITY (HampuMmep, OCH30MITHO), 5-14-4JIeHHYI0 apOMaTHYECKYIO I'eTepOLUK-
JWITHOTPYTITY(HATIPUMED, TUPHIMITHO) U TAIOTEHUPOBAHHYIO THOTPYIITY (HampuMmep, MeHTadhTOPTHO).

B HacrosimmeM omucaHuu TpuMepsl "HE0OS3aTeNFHO 3aMEIIeHHOW CHIIMIILHOW TPYNIBIA" BKIIOYAIOT CH-
JWIBHYIO TPYIITy, HEOOs3aTeNbHO coaepkamryio "oT 1 mo 3 3amectureneit, BBIOpaHHBIX u3 C.4 alKUIBLHOU
rpynibl, C,_¢ aKeHWIbHOH Tpynibl, Cs 1o OIUKIOATKIIEHOW Tpymmbl, Cq. 4 apuiibHOM Tpynmbl B Co_j¢ apaIKuib-
HOW TPYIIIBI, KaXKAasi U3 KOTOPBIX HEOOS3aTENILHO COACPXKUT OT 1 0 3 3amecTuTenei, BHIOpaHHBIX U3 TPYIIIBI
3amecTtuTenend A"

[IpennodTuTenpHBIC MPUMEPBI HEOOSI3aTEIBHO 3aMEICHHON CHIIMIIBHOW TPYMIBI BKIO4aoT Tpu-Ci ¢ ai-
KWICHIHIIBHYIO TPYITY (HapuMep, TPUMETHIICHIIII, TPET-0yTHII(TUMETHIT)CHITIII).

B nacrosimem onucaHuu npumMepsl "yrieBogopoaHoro kosbna' BkIoYaloT Cg.4 apOMaTHUECKOE YIIIEBO-
JiopoaHoe KoJblo, Cs.o Hukinoankad u Cs_jg UKIOATIKEH.

B Hacrosmem omucanuu npumepsl "Cg.q4 apOMATHISCKOTO YTIICBOJOPOJHOTO KOJbIIA" BKIIFOYAIOT OCH30M U
HadTanuH.

B nactosmem onmcanuu npuMepsl "Cs. g IUKIOATKAaHA" BKIIOYAIOT ITUKJIONPOIIaH, MUKIO0YTaH, ITUKIIO-
MICHTaH, UKIOTeKCaH, IUKJIOTeNTaH U ITUKIOOKTaH.

B nactosmiem onmcannu npumepsl "Cs o MUKIOATKEHA" BKIIOYAIOT MUKIOMPOTICH, ITUKIO0YTEH, ITUKIIO-
MICHTEH, IUKIOT€KCEH, IUKIIOTeNITEH U ITUKIOOKTEH.

B HacTosimeM onmrcaHuU MPUMEPHI "TeTeponrKiIa" BKIIOYAI0T apOMaTHISCKH TeTEPOIMKII U HeapoMaTH-
YECKHI TETEPOIMKII, KQXKIBIA U3 KOTOPHIX COACPIKUT B KAYECTBE aTOMOB, 00PA3yIOIIUX KOJBI0, TOMUMO aTOMOB
yriaepoaa ot 1 1o 4 rerepoaToMOB, BEIOPAHHBIX U3 aTOMOB a30Ta, CEPhI U KUCIOPO/Ia.

B nacTosimem onucaHuM MPUMEpH! "'apOMaTHYECKOTO TeTepPOIMKIIa" BKIIIOYAIOT 5-14-uieHHbli (penmnoy-
TUTENHHO 5-10-4ICHHBIN) apOMAaTHUCCKUI TEeTEPOIIUKII, COJICPIKAIIUI B KAYECTBE ATOMOB, 00Pa3yIOIIUX KOJIBIIO,
MOMUMO aTOMOB yriepoja oT 1 1o 4 rerepoaToMOB, BEIOPaHHBIX M3 aTOMOB a30Ta, cephl M kuciopoxaa. [lpex-
MOYTHTENBHBIC MPUMEPHI "apOMATUYECKOT0 TETEPOIHMKIA" BKIIOYAKOT S5- WIH O-WICHHBIE MOHOIUMKINYCCKHC
apoMaTHYecKne TeTepOIMKIBI, TaKhue Kak THodeH, ¢pypaH, MHPpPOIJ, UMHAA30J, MUPA30J, THA30J, W30THA30I,
OKCa30JI, U30KCa30J1, MUPUANH, TUPa3UH, MUPUMHUANH, TupunasuH, 1,2,4-oxcaauazon, 1,3,4-okcamuaszon, 1,2,4-
THaauaszon, 1,3,4-Tnaamas3ol, TpUa3oJl, TETPa30J, TPUA3WH U T.I.; U 8-14-uJeHHBIE KOHIEHCHUPOBAaHHBIC TOJH-
MUKIAYECKHe (MPEAOYTUTEIFHO ON- WM TPUIMKINYIECKHAE) apOMaTHIEeCKHUe TeTEePOIMKIIBI, Takue Kak OeH30-
THOodeH, OeH30dypaH, OeH3UMUIA301, OCH30KCa30JI, OEH3U30KCa30J1, OCH30THA30J, OEH3U30THA30JI, OEH30TpHA-
30J1, IMUIA30IUPUINH, THSHOTMPUINH, QYyPOTUPHUINH, TUPPOIONHPUANH, THPA30IOMUPUINH, OKCA30I0IHPH-
JIUH, THA30JOMUPUANH, UMUIA30MUPa3UH, UMUAA30MUPUMHUINH, THCHOMUPUMUIUH, HYyPONMUPUMUINH, TTHPPO-
JOTMUPUMUIAH, MTUPA30IOMUPUMHUIIH, OKCA30JIOTUPUMUIIH, THA30IOMUPUMUINH, TAPA30J0OMUPUMHUINH, THpa-
3o0j0Tpuasul, Hadro[2,3-b]tnoden, Gpenokcaruun, wHAOM, W3ouHA0NI, | H-nHAa30, MypHH, U30XUHOJINH, XHHO-
nvH, (Tana3suH, HaQTUPUINH, XHHOKCAINH, XHHA30JIMH, IWHHOINH, Kap6a3oi, B-kapOoiwH, peHaHTPUINH, aK-
punuH, GeHasuH, peHoTHaznH, PEHOKCA3HH H T.II.

B nHacrosiem omucaHuu mpuMeps! "HeapoMaTHYECKOrO reTepolukiia" BKIHOUYAOT 3-14-uneHHbI (mIpen-
MOYTUTENBHO 4-10-wIeHHBIH) HeapoMaTHYECKUH TeTepPOLMKII, COEPXKAIINN B Ka4eCTBE aTOMOB, 00pa3yromnux
KOJIBITO, TIOMMMO aTOMOB yTJiepoaa oT 1 10 4 rerepoaToMoB, BEIOPaHHBIX U3 aTOMOB a30Ta, CEPHl U KHUCIOPO/A.
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[IpeanoururenspHble MPUMEPHI "HEAPOMATHUECKOTO TeTepOLMKIIA" BKIIOUAIOT 3-8-uJIeHHBIE MOHOIMKIMYECKUE
HeapoMaTHYeCKHE TeTePOLMKIIbI, TaKUEe KaK a3UpUAWH, OKCHpaH, THMPAH, a3eTUANH, OKCETaH, THeTaH, TeTpa-
runpoTHodeH, TeTparuapodypas, MUPPOIUH, TUPPOITHINH, UMUIA30JINH, IMHIA30JMINH, OKCA30JINH, OKCa30-
JUIUH, TIAPA30JIMH, TUPA30JIUANH, THA30JIHH, THA30JIHINH, TeTPAaruIpON30THA30J, TETPAarHIpOOKCa30, TeTpa-
THIPOU30KCA30, MHIIEPUINH, MUTIEPa3uH, TeTPATUAPOIUPHUANH, TUTHAPOIUPUINH, TUTHAPOTHONINPAH, TETpa-
THUIPONUPUMUINH, TETPAaruIpONHPUAa3HH, AUTHAPONUPAH, TETPArHIPONHNpaH, TeTParuIpOoTHONHpaH, Mopdo-
JIUH, THOMOP(OINH, a3emnaH, qua3eraH, a3eluH, a30KaH, JHa30KaH, OKCEeMaH U T.1.; U 9-14-djeHHble KOHIEHCH-
POBaHHBIC MOJUIMKINIECKUE (TPEATOUYTHTEIHHO OHM- WM TPUIIUKINICCKHE) HEapOMaTHIECKHE T€TEPOIMKIIBL,
TaKhe Kak IUTHApOOeH30(ypaH, TUrHAPOOESH3UMHUAA30II, TUTHAPOOCH30KCA30ll, TUTHAPOOCH30THA30M, TUTH/I-
pobensnzoruazon, auruapoHadro[2,3-b]tnoden, TeTparnapON3OXMHONMH, TeTparuapoxuHoyuH, 4H-xuHOMH-
3WH, WHAOJIMH, W30WHIOJMH, TETParuApoTHEHO[2,3-c|nupuanH, TeTparunpoOeH3a3enut, TeTparuJpoXHHOKCa-
JIMH, TeTparuapo(eHaHTPUINH, reKcarnapo(eHOTHA3NH, reKcarnapodeHoKca3H, TeTparuapodraiasyt, TeTpa-
THUIPOHAQTHPHUINH, TETPArHIpPOXWHA30INH, TETPAarHAPOIMHHONINH, TEeTparnapokap0a3on, TeTparuapo-f3-
KapOOJINH, TETParuAPOAKPUANH, TeTparuapodeHasnH, TeTparuJpOTHOKCAHTEH, OKTaruApOM30XNHOINH U T.I1.

B HacTos1meM onucaHuu NpUMEpPHI "a30TCOASPKAILIETO TeTePOLUKIa" U3 IPyMbI "TeTepOIUKI" BKIIOYAIOT
TETEePOINKII, COACPIKAIINIA B KAUeCTBE aTOMa, 00pa3yIoIIero KOJbIlo, IT0 MEHBINEH Mepe ONH aTOM a30Ta.

B HacrosmeM ommcaHuM MPUMEPH! "'4-7-4IEHHOTO a30TCOAEPIKAIIEro HACHIIIEHHOTO MOHOIIMKIMYECKOTO
TeTePOIMKIA" U3 TPYMIHI "3-8-UJIEHHOTO0 MOHOIMKINIECKOTO HEAPOMATHYECKOTO TeTeponnKia" BKIIOYArOT 4-7-
YJICHHBIH HACHIIICHHBIH TeTEPOIUKII, COJAEPIKAIINA B KaYeCTBE aToMa, 00pa3yIoIero KoJbllo, 0 MEHbIIEH Mepe
OJIMH aTOM a30Ta.

B HacrosmeM onrcaHuy MpUMeEpHI "Kobla" BKIIOYAIOT "yTIIeBOJOPOIHOE KOJBIO" U "TeTeponukiI'.

Omnpenenenne Kaxxaoro cumBoia B popmyie (I) mogpobHo onmcano nanee.

R' npencrasnser coboit:

(1) C,.¢ ankuipHyIO TPYNITy (HaIpUMep, METHJI, STHII), HE00s3aTeJIbHO 3aMeIeHHYI0 1-3 3aMecTuTensmMu,
BBIOpaHHBIMH U3:

(a) atoma ranoreHa (Hanpumep, aroma GpTopa), 1

(b) C,.¢ anKoKCcUTpYMIIBI (HAITPUMEDP, METOKCH),

(2) Cs.¢ IMKIIOAIKMIIbHYIO TPYIITY (HAaIlpuMep, MUKIOTPOTIFI), He00A3aTeNbHO 3aMelleHHy 0 1-3 atomamu
TaJIOTeHOB (Hampumep, aToMoM (Topa), HITH

(3) MoHo- win mu-C ¢ ANKHIAMHHOTPYIITY (HalpuMep, MMETHIaMUHO). R! mpemmouTnTensHo mpencras-
JsIeT COOOM:

(1) Cy_¢ amkumbHYIO TpyIITy (HapUMep, METHJI, dTHIT),

(2) Cs.¢ IMKIJIOAIKMIIbHYIO TPYIITY (HAallpuMep, MUKIOTPOTIFII), He00A3aTeNbHO 3aMelleHHy o 1-3 atomamMu
rajJloreHoB (HalpuMep, aToMOM (Topa), Hilx

(3) MoHO- nnn u-Cy_¢ aNKUIaMUHOTPYIITY (HapUMep, AUMETHIIAMHHO).

Wmu, 0coGeHHO TpeanouTHTENbHO, R mpencTapnser coboit Cy.q alkuIbHYIO pYHIy (HaIpHUMep, METHI,
). R' eme Goree npemouTHTeILHO IPECTaBISET COBO:

(1) C,¢ ankwipHyIO Tpynmy (HampuMep, METHII, 3THJI, IIPOINI), He0OsI3aTeIbHO 3aMeIeHHy 0 1-3 3amec-
TUTEJISIMH, BEIOpaHHBIMH H3:

(a) aroma rayorena (Hanpumep, atoma Gropa, aToma XJyopa), u

(b) Cy_¢ amkokcurpynmsl (HampuMep, METOKCH),

(2) C;_6 IMKIJIOQNKIIIBHYIO TPYTITY (HAIPUMED, ITUKIOTIPOIINI) UITH

(3) MoHo- 1 1u-C) ¢ ATKHIAMHHOTPYIITY (HATPHMEp, TMMETHIAMUHO). R' 0COGEHHO MPEANOYTHTENBHO
MIPeICTaBIsIeT COOOM:

(1) C,.¢ anxuipHyIO TPYNITy (HaIpUMep, METHJI, STHII), He00s3aTeJIbHO 3aMeIeHHYI0 1-3 3aMecTuTensmu,
BBIOpaHHBIMH U3:

(a) atoma ranoreHa (Hanpumep, aroma GpTopa), 1

(b) C,_¢ anKOKCUTPYIIIBI (HAITPUMEDP, METOKCH), UITH

(2) C3.6 NMKIIOATKIIBHYIO IPYHITY (HampuMep, muksionpommn). R mpencrasmuser coboit aroM Bogoposa. R’
Npe/ICTaBIsIET COOOM:

(1) Cy_¢ aTKOKCHKapOOHMWIBHYIO TPYIITY (HAPHUMEp, STOKCUKAPOOHWIT, H30TIPOTIOKCUKAPOOHWIT),

(2) Cy_6 ankumkapOOHWITBHYIO TPyNIy (HampuMmep, 2-MEeTHIPONaHOUI, TMBAJIOWIT), HEOOsI3aTEIbHO 3aMe-
MIeHHYIO |-3 THAPOKCUIBHBIMHA TPYIIIIAMH,

(3) moHO- nmn u-C_saIKIIIKapOaMOUIIBHYIO TPYIITY (HApUMep, TAMETHIIKapOaMOnI ),

(4) N-C,_¢ anxnin-N-Cy_g aIKOKCHKapOaMOWIBHYIO TpymTy (HarpuMep, N-MeTokch-N-MeTHIKapOoaMom),

(5) Cs.6 nuknoankuakapooHuiIbHy0 rpymny (rae Cs¢ nukinoankui B C; ¢ IUKIOATKWIKAPOOHMIBHON TpyII-
TIe MOKET MPEACTABIITE CO00 KOJIBIIEBYIO MOCTUKOBYIO TPYIITY, HAIIPUMEP IUKIONPOIIIKApOOHHI, ITUKIO0Y-
THIIKapOoHM, OuumKo[1.1.1]neHTiIKkapOoHNT), HEOoOsM3aTENbFHO 3aMENIeHHOYI0 1-3 3aMecTHTENsIMH, BHIOpaH-
HBIMH 3!

(a) atoma ranoreHa (Hanpumep, aroma GpTopa),

(b) Ci¢ amkuipHOM Tpymmbl (HampuMep, METWIIA), HEOOS3aTeNBHO 3aMeIleHHON 1-3 aToMaMu rajloreHOB
(manpumep, atomamu propa),
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(c) THOPOKCHUIIEHOM TPYIIIH,

(d) C,¢ ankokcurpynimsl (HarpuMep, METOKCH), 1

(e) muaHOTPYIIIBI,

(6) oxceTaHMITKApOOHMILHYIO TPYIIITY,

(7) azeTHIMHIIIKAPOOHIITBHYIO TPYINTY, HEOOSI3aTEIBHO 3aMEIIICHHYIO 1-3 3aMecTUTENsIMU, BEIOPAHHBIMH 3!

(a) atoma raiorena (Hampumep, atoma Gropa), u

(b) Cy_¢ amKuIBHOM TPYNIIHI (HAPUMEDP, METHIIA), FITH

(8) 5-azacrmpo[2.3] TeKCHIKapGOHIIBHYIO TPYIITY. R® mpeamoduTnTensHO mpeacTaBmsieT coboil:

(1) C,.¢ anxunkapOOHMWIBHYIO TPYyMITy (HalpuMep, 2-MEeTWINPONIAHOMIT), HE00sI3aTeIbHO 3aMelleHHY 0 1-3
THUIPOKCHIIBHBIMHA TPYIIIIAMH,

(2) moHO- nin 1-Cy_¢ anKUIKapOaMOMIbHYIO TPYIITY (HarpuMep, TUMETHIKapOaMoui),

(3) N-C,¢ ankun-N-C; ¢ amKokcnkapOaMowIbHyto rpymy (HanpuMep, N-mMeTokcu-N-MeTHiIKapoamMou),
WK

(4) azeTnAMHUIKApOOHMIEHYIO TPYIIITY.

Wi R® 0COBEHHO MpPEmOYTHTENBHO IpeacTaBisier co6oii C ¢ alKMIKapGOHIIIBHYIO IPYIITy (HAIpHME,
2-METHJITIPOTIAHOMIT), HE00A3aTENhbHO 3aMEIEHHYIO 1-3 THAPOKCHILHBIMH TPYIITIAMH.

R? 0COBCHHO MPEANOYTHTENBHO IIPEICTABISET COGOI:

(1) Cy_¢ aTKOKCHKapOOHWIBHYIO TPYIITY (HAPHUMEP, STOKCUKAPOOHWUII, H30TIPONIOKCUKApOOHWIT),

(2) Cy_6 amkumKapOOHWIBHYIO TPYIITY (Hampumep, 2-MeTHITIPOTIAHOWII, THBAJIONI ),

(3) Cs.¢ muknmoamkunkapboHwIbHYI0 rpynny (rae Csg mukimoankmwt B Cig IMUKIOATKAIKAPOOHMIEHOM
TPyIIIE MOKET MPEACTABIATE CO00H KONBIEBYI0 MOCTUKOBYIO TPYIITY, HAIPUMEP IUKJIOMPOIMIKAPOOHIII, IUK-
noOytmikapoorma, Ourmkio[1.1.1]neHTunkapOoHmwT), HEOOsI3aTeIPHO 3aMEIICHHYI0 1-3 3aMECTUTENSIMHU, BEI-
OpaHHBIMU U3:

(a) atoma ranoreHa (Hanpumep, aroma GpTopa),

(b) Ci¢ amkunpHOM Tpymmbl (HampuMep, METUIIA), HEOOS3aTeNBHO 3aMeIleHHON 1-3 aToMaMu rajloreHOB
(manpumep, atomoM ¢ropa),

(C) THIPOKCHMITEHOM TPYIIIIBI,

(d) Cy_¢ amkokcuTpynmBl (HaIpUMeEpP, METOKCH), U

(e) muaHOTPYIITIBI,

(4) oxceTaHMITKAPOOHMILHYIO TPYIIITY,

(5) azeTHIMHIITKAPOOHIITBHYIO TPYINTY, HEOOSI3aTEIBHO 3aMEIICHHYIO 1-3 3aMeCTUTENSIMU, BEIOPAHHBIMH 3!

(a) aroma ranoreHa (Hanpumep, aroma GpTopa), 1

(b) C,.¢ ankmIbHOM rpynnsl (HapuMep, METHIIA), WITH

(6) 5-asacrmpo[2.3 |reKcHIkapGOHIIBHYO TpyTITy. B 3TOM BapuaHnTe ocymiecTBieHus R’ ocobeHHo mpes-
MOYTHUTENBHO IPENICTABISIET COOOM:

(1) C,_¢ ankoKCHKapOOHMIBHYIO IPYIILY (HarpuMep, STOKCUKapOOHWII, H30TIPOIOKCUKapOOHNMII),

(2) C¢ anknIKapOOHMIBHYIO TPYIITY (HampuMep, 2-MEeTHINPOIIaHOWI, IMBAJIONIT), HEOOI3aTeIbHO 3aMe-
MIEHHYIO |-3 THAPOKCUIBHBIMA TPYIIIIAMH,

(3) moHO- nimn u-C_saIKImIIKapOaMOUIBHYIO TPYITY (HApUMep, TAMETHIIKapOaMOI ),

(4) Cs¢ nmknmoamkunkapboHwibHYIO rpynny (rae Csg mukmoankmt B Cig IMUKIOATKAIKAPOOHMIEHOMN
TPYIIIIE MOKET MPEICTABISATE COOOH KOJIBIIEBYIO MOCTHKOBYIO TPYIILY, HAIPHUMEP IIHKJIOMPOIMIKAPOOHII, IIHK-
noOytuikapoonwn, Ourukio[1.1.1]meHTuIKapOOHMI), HEOOsI3aTEIbHO 3aMeNIeHHY0 1-3 3aMeCTHTENsIMH, BbI-
OpaHHBIMU U3:

(a) atoma ranoreHa (Hanpumep, aroma GpTopa),

(b) Ci¢ ankunpHOM TPyNIBl (HApUMEP, METHIIA), He00A3aTENIFHO 3aMCICHHOH 1-3 aToMaMu raJoreHOB
(Hammpumep, aTomoM ¢Topa),

(c) THOPOKCHUIIEHOM IPyTIIIH,

(d) C,_¢ ankokcurpynmsl (HarpuMep, METOKCH), U

(e) muaHOTPYIITIBI,

(5) okceTaHMITKAPOOHMILHYIO TPYIIITY,

(6) azeTHIMHIIIKAPOOHIITBHYIO TPYINTY, HEOOSI3aTEIBHO 3aMEIIIEHHYIO 1-3 3aMeCcTUTENsIMU, BEIOPAHHBIMH 3!

(a) aroma raorena (Hampumep, atoma Gropa), u

(b) Cy_¢ amKuIBHOM TPYNIIHI (HAPUMEDP, METHIIA), FITH

(7) 5-azacrmpo[2.3 JrekcuaKkapOOHWIBHYIO TPYIIIY.

06aR*uR’ MIPEIICTABISIOT COO0I aTOM BOJIOpPOIA.

Konbuo A mpencrasmisieT co0oit:

(1) mupponMaMHOBOE KOJIBIIO, MITH

(2) munepuauHOBOE KONbLO. Kosbiio B mpeacrasnsier coboii (1) 6eH3016HOE KOJIBIIO, TOTIOJHUTEILHO 3a-
MEIeHHOE 0IHOH (EeHUIBLHOM IpyIIoii, HeoOs3aTeNnbHO 3aMeNIeHHOH 1-3 3aMecTUTENSIMH, BEIOpAaHHBIMH U3:

(1) aroma ranoreHa (Hanpumep, aToma pTopa, aToMa XJIopa), U

(i1) C|.¢ aNKWIBHOHM TpyYMITBI (HAapUMEp, METHIIA), ¥ HEOOs3aTENbHO JTOTIOTHUTEIHLHO 3aMENICHHOE OIHUM
aTOMOM TaJjioreHa (HarpuMep, aToMoM GTopa),
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(2) mUpUAMHOBOE KOJIBIIO, JOMOJHUTEIHEHO 3aMEUIeHHOEe OHOHM (DEeHHIIBHOM TPYINIIOH, HeoOs3aTeNIbHO 3a-
MeIeHHOH 1-3 aToMaMu rajoreHoB (Hanpumep, aToMoM (Topa),

(3) TMa30IBHOE KOJIBIIO, JOTIOJTHUTEIHHO 3aMEIICHHOE OJHON (EHMIILHOM IPYIIIOi, He00A3aTeIbHO 3aMe-
meHHol 1-3 aromamu rajioreHoB (Hampumep, atom ¢Gropa), win

(4) numepuAMHOBOE KOJBIIO0, AOMOJHUTEILHO 3aMEIIeHHOe OHON (eHMIbHOH rpymnmoi. Konbro B mpen-
MOYTHTENBHO TPEACTABISIET COO0H OEH30IbHOE KOJBIIO, JOMOJHUTENBEHO 3aMEIEHHOE OJHOH (hEHIITFHON TpyII-
O, HeoOsA3aTeIHbHO 3aMEIIeHHON 1-3 aToMaMu rajoreHoB (Hampumep, atToMaMu GTopa), ¥ HeoOs3aTeIbHO J0-
TTOJTHUTEJILHO 3aMEIIEHHOE OJJTHUM aTOMOM TaJIoTeHa (HampuMep, aToMoM (Topa).

UYro kacaercst kosblia A coenunenus (1), KoHuUTrypanus OTHOCHTEIHLHO aTOMa Yriieposa, K KOTOpOMY IpH-
coenunena rpynma -NR’SO,R', u aToma yriepona, k koTopoMmy mpucoeausena rpyima -CR'R’-konbo B (Ha-
IpUMep, KOTJa KOJbLO A IpecTaBisieT co00H MUPPOIHIMHOBOE KOJIBLIO WM MUIEPHIMHOBOE KOJIbLO, KOH(H-
rypanys MoJoxeHui 2 u 3), MpeIIOYTUTEILHO MPENCTaBIsAeT coboit muc-popmy. T.e. coenunenue (1) mpeamnou-
THUTEJBHO TPENICTaBIsIET cO00H coequHeHne, peacTaBieHHoe popmysoit (IA) wm (IB)

O\S//O 2 O\\S//O
NS g SRt

. (A) RS ”,,,,,,_@ (1B)
R* R4
N
R3

R3/
rac Ka)KIIBIﬁ CHUMBOJI HpI/IHI/IMaeT 3HA4YCHUC, OHpeHCHCHHOC BBIIIIC, 60)166 HpC,Z[HO‘{TI/ITeHBHO, HpC,Z[CTaBHCH-

Hoe popmyroii (IA)
O (0]
NSRS

R® (1A)
A

/
wnZ
\

r7ie KaXI6IH CHMBOJI IPUHUMAET 3HAUEHHE, ONIPEICIICHHOE BHIIIIE.

[IpennourutensHble TpUMephl coenuHeHus (1) BKIIOYAIOT COeAMHEHMS, PEICTAaBICHHBIE Jajee. JDTH COo-
eIMHECHHS TIPEATIOYTUTEHHO TIPEICTABICHBI puBeeHHON BhIe ¢popmynoit (IA) wmu (IB), 6onee mpenmodrun-
TeJIHHO, IPUBEIEHHOM BhITIe popmyroii (TA).

Coenunenne F-3.

Coenunenue (I), B koTopom

R' npencrasnser coboit:

(1) C,.¢ anxuipHyIO TPYNITy (HaIpUMep, METHJI, STHII), HE00s3aTeJIbHO 3aMeIleHHYI0 1-3 3aMecTuTensmMu,
BBIOpaHHBIMH U3:

(a) aroma ranoreHa (Hanpumep, aroma GpTopa), 1

(b) Cy_¢ amkokcurpynmsl (HampuMep, METOKCH),

(2) Cs.¢ TMKITOANKWIBHYIO TPYIITY (HampuMep, ITUKIOMPOITNI), HeOOsI3aTEILHO 3aMelleHHy0 1-3 aToMmamMu
TaJIOTeHOB (Hampumep, aToMoM (Topa), HITH

(3) moHo- nimn u-C|_¢ amKUIaMUHOTPYITY (HaIpuUMep, TUMETHIAMUHO ),

R? MIPeCTaBIsAET COO0H aTOM BOIOPOa;

R’ npencrasisier coboii:

(1) C,¢ ankoKcHKapOOHMIBHYIO IPYIILY (HarpuMep, STOKCHKapOOHWII, H30TIPOIOKCUKapOOHNMII),

(2) C¢ anknIKapOOHMIBHYIO TPYIITY (HarmpuMep, 2-MEeTHINPOIIaHOWI, TINBAJIONIT), HE0OI3aTeIbHO 3aMe-
IMIEHHYIO 1-3 THAPOKCUIIBHBIMH TPYIIIAMH,

(3) MoHO- nin u-Cy_ganKuiIKapOaMomIbHYIO TpyIITy (HanpuMep, AMMETHIIKApOaMOnI),

(4) N-C,_¢ anknin-N-C,_¢ ankokcukapOaMoHIbHYIO Ipyminy (Hanpumep, N-MeTokcH-N-MeTHIKapOaMou),

(5) Cs_¢ nmknoankunkapooHmwiIbHy0 rpymny (rae Cs¢ nuknoankui B C;_¢ TMKIOATKIIKapOOHUIBHON TPyI-
e MOXET MPECTaBIATh COOO0M KONBIIEBYI0 MOCTHKOBYIO TPYIIIY, HAIPUMEP IUKIOTPOIMIKAPOOHIII, IUKIO0Y-
tunkapOoHwI, ourukio[1.1.1]neHTrnkapOooHuI), HeoO3aTeNFHO 3aMEIICHHYI0 1-3 3aMecTHTENsIMH, BhIOpaH-
HBIMH H3:

(a) aroma raiorena (Hanmpumep, atoma Gropa),

(b) C\.¢ amkumpHOM TPYMITEI (HampUMep, METHIa), HeoOsA3aTeNnbHO 3aMelIeHHON 1-3 aToMaMu TajoreHOB
(Hampumep, aTomoM (Topa),

(c) THOPOKCHUIIEHOH TPyIIIH,

(d) C,¢ ankokcurpynmsl (HarpuMep, METOKCH), U
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(e) umaHoTpyMIIHI,

(6) oxceTaHUITKAPOOHWIBHYIO TPYIITY,

(7) azeTHIMHIIIKAPOOHIITBHYIO TPYINTY, HEOOSI3aTEIBHO 3aMEIICHHYIO 1-3 3aMeCcTUTENsIMU, BEIOPAHHBIMH 3!

(a) aroma raiorena (Hampumep, atoma Gropa), u

(b) Cy_¢ amKUIBHOM TPYNIIHI (HAPUMEDP, METHIIA), FITH

(8) 5-azacrupo[2.3 rekcuakapOOHIEHYIO TPYIIITY;

R*u R’ 06a MIPEACTaBISAIOT COOOM aTOMBI BOJIOPOIA;

KOJIBIIO A TIpeaCcTaBIsieT co0oii:

(1) mupponMaMHOBOE KOJIBIIO, MIIN

(2) nunepuIMHOBOE KOJBLIO;

koublo B mpencranser co6oit (1) 66H30IbHOE KOJBIO, TOTIOJIHUTEIHHO 3aMEIICHHOE OTHON (PEHUITBHOM
TpYIIOH, Heo0s3aTeIbHO 3aMeNeHHOH 1-3 3aMecTUTeNIMHU, BEIOPAaHHBIMU H3:

(1) aroma ranorena (Hanpumep, aToma pTopa, aToMa XJIopa), 1

(i1) C|.¢ anKUIBHOM TpyNIbI (HAIPUMEpP, METHIIA), M HEOOA3aTeNbHO JIOMOJIHUTEIBHO 3aMENEHHOE OJHUM
aTOMOM TaJjioreHa (HarpuMep, aToMoM QTopa),

(2) mUpUIMHOBOE KOJIBIIO, TOTIOTHUTEIHLHO 3aMeIleHHOe OJHON (EeHWIBHOHN TPYIIIoi, HeoOs3aTeIbHO 3a-
MeIIeHHOH 1-3 aToMamu rajoreHoB (HampuMmep, aToMoM (ropa),

(3) TMa30IBHOE KOJIBIIO, JOTIOJTHUTEIHHO 3aMEICHHOE OJHON (EHMIILHOM IpyIIOoi, He00A3aTebHO 3aMe-
MIeHHOH 1-3 aToMamu rajioreHoB (HampuMep, aToMoM (Topa), Tk

(4) MUMepUANHOBOE KOJIBIIO, OTIOJTHUTEIHHO 3aMEIeHHOE OTHON (PEHMITLHOM TPYIITION.

Coenunenue G-1.

Coenunenue (I), B koTopom

R' npencrasnser coboit:

(1) Cy¢ ankmpHyI0 rpymiy (HanpuMep, METHII, 3THI),

(2) C;.¢ UMKITOATKWIEHYIO TPYIITY (HapUMep, IUKIONPOITIIT), He0OS3aTeIbHO 3aMeIIeHHYI0 1-3 aToMamu
TaJIOTeHOB (HampuMmep, aToMoM (Topa), HITh

(3) moHo- mmn u-C,_¢ amKUIaMUHOTPYITY (HapuMep, TUMETHIAMUHO ),

R? MIPECTaBIsAET COO0H aTOM BOIOPOA;

R’ npencrasisier coboii:

(1) C\_¢ anxunkapOOHMIBLHYIO TPYITY (HampuMep, 2-MeTUINPOTIAHOWT), He00sA3aTebHO 3aMeleHHyo 1-3
THIPOKCHIBHBIMHA TPYIIIIAMH,

(2) moHO- nin 1-Cy_¢ anKniIKapOaMOMIbHYIO TPYIITY (HarpuMep, TUMETHIKapOaMoui),

(3) N-C,¢ ankun-N-C; ¢ anmkokcnkapOaMowibHyIo rpymmy (HanpuMep, N-mMeTokcu-N-MeTHiIKapoamMou),
WK

(4) azeTnAMHIIKApOOHWIBHYIO TPYIILY;

R*u R’ 06a MIPEJCTABISIOT COOO0M aTOMBI BOJIOPO/JIA;

KOJIBIIO A TIpEJICTaBIsIET COOOH MUPPOIIMANHOBOE KOJIBLIO;

KOJIbI0 B mpencraBiseT co0oi 6EH30IbHOE KOJIBIIO,

JIOTIOJTHUTENFHO 3aMeIIeHHOe OTHOW (heHWIBHOW TPYIIOH, HeoOs3aTebHO 3aMenieHHon 1-3 aTomamu ra-
JIOTEHOB (HampuMep, aToMaMu (Propa), ¥ HeoOA3aTeTBHO JOMIOJHUTEIHHO 3aMEIEHHOE OJTHIM aTOMOM TaJIoTeHa
(manpumep, atoMmoM (Topa).

Coenunernne G-2.

Coenunenue (I), B koTopom

R' npencraiser co6oit C.q aNKMIbHYIO TPYIITY (HAIPAMED, METHII, THIL);

R? npeJCTaBIsIeT COOO aTOM BOOPOaA;

R’ mpencrasmser co6oit C,¢ aTKMIKapOOHUIBHYIO IPYIMy (HAIPHMEp, 2-METHIIPONAHOM), Heobs3a-
TEJNBHO 3aMENICHHYIO 1-3 TUIPOKCHIIEHBIMU TPYITIIAMU;

R*u R’ 06a MIPEJCTABISIOT COOOM aTOMBI BOJIOPOJIA;

KOJIBIIO A TIpeJCTaBIsIeT COO0I MUPPOTUINHOBOE KOJIBIIO;

KOJIbII0 B mpecraBnseT co6oi 6EH30IbHOE KOJIBIO,

JIOTIOJTHUTENFHO 3aMEeIIeHHOe OTHOW (heHWITBHON TPYIITOH, HeoOs3aTeIbHO 3aMeleHHon 1-3 aTromamu ra-
JIOTEHOB (HampuMep, aToMaMu (PTopa), ¥ HeoOA3aTeTBHO JOMOJHUTEIHHO 3aMEIEHHOE OJTHIM aTOMOM TaJIoTeHa
(manpumep, atoMmoM (Topa).

Coenunenne 1.

N-((28,35)-1-(2-I'mapokcu-2-metmmponanoun)-2-((2,3',5'-rpudropordeHun-3-nr)MeTHIT ) TP PO ANH-3 -
WIT)METAHCYTb(OHAMUIT HITH €T0 (HapMaKOJIOTHICCKU TPUEMIIEMast COITb.

Coenunenue J

N-((28,3S)-1-(2-ruapokcu-2-metmponanonn)-2-((2,3°,5’ -rpudropoudernn-3-
WT)METHIT ) TUPPOJTHANH-3 -1 O TAHCY IbhOHAMU WITH er0 HapMaKOJIOTHIECKH TIpUeMIIeMast COJIb.
Coennnenne K.
CoenuHenwne, BEIOpaHHOE U3
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1) N-((28,35)-1-(azernaun-1-nnkapoonun)-2-((2,3’-nudropbudenun-3-
WJT)METHJT)TUPPOJIUANH-3 - U )METAHCY Ib(hOHAMU 1A,
2) N-((28,35)-1-(azetnann-1-unkapbonmn)-2-((3°,5-audpTopbudennn-3-

WUT)METHJIT) TUPPOIUANH-3 - 1T )3TAHCY Tb(OHAMI/IA,

(3) N-((25,35)-1-(azernaun-1-unkapbouni)-2-(0nudeHun-3-uiMeTin) TP poTUIUH-3 -
WIT)3TaHCy b OHAMUTIA,

4) N-((28,3S)-1-(asernaun-1-mnxapbonnn)-2-((2,3’-aud ropbudennn-3-
WUT)METHJT ) TUPPOJTUANH-3 - UIT)ITAHCY Tb(OHAMU/IA,

(5) (25,39)-2-((2,3’-mudpropbudenmn-3-mn)metun)-3-((>Tncyapdonmn)aMuao)-N,  N-
JUMETUIITUPPOIHINH- 1 -kapOokcamuza,

(6) (2S,39)-2-((2,3’-nudropoudenmn-3-ummernn)-3-((aumeruncyabhamonn)amuHo)-N,
N-numernnnupponuaus-1-kapbokcamuna,

(7) (28,35)-3-((3tuncynbpormn)amuno)-N, N-gumerwi-2-((2,3”,5’-rpudropbudermn-3-
WJT)METHIT)TUPPOIHANH- 1 -kapOokcamua,

(8) (28,3S)-2-(6budennn-3-unmernn)-3-((3Tuncy nbhoHmI )aMiHO )-N-MeTOKCH-N-

METHIIMUPPOIUANH-1-kapOokcamusa,

) N-[(2S,35)-2-[(2,3’-audTop[ 1,1’ -6udenun]-3-un)merni]-1-(2-rugpokcu-2-
METHIIPONAHOMI ) IUPPOTHANH-3 -1 |- 1 -proprmkionponas- 1-cyabpoHamuaa,
(10) N-{(2S,3S)-1-(azerunun-1-kapdonun)-2-[(2-prop[1,1’-Oudenwn]-3-

WUJT)METHJI | TUPPOIUANH-3 -1 } 3TaHCy Ib(hoHaMm A,
(11)  (28,3S)-3-[(3rancynbphornn)amuno]-2-[(3’-prop[1,1’-Oudenun]-3-um)mernn]-N-
MeTOKCU-N-MeTHIINUPPOIHIUH- 1 -kapOokcamuza,
(12) (28,3S)-3-[(mumeruncynbhamonn)amuno]-2-[(2-¢prop[1,1’-Oudenun]-3-mn)mernn]-
N, N-gumermnnupponuaus-1-kapOokcamusa,
(13) (2S,3S)-3-[(aumeTnncyabhamonn)amuto]-N, N-gumerun-2-[(2,3°,5 -tpudyrop[1,1°-
oudenmn]-3-mn)meTus | mupponuauH- 1 -kapbokcamuna u
(14) (28,35)-2-[(3’,5’-mudrop[ 1,1’ -6udennn]-3-nnx)meri]-3-[ (3TaHCY TbGOHIIT)aMHHO |-
N-merokcu-N-MeTHIMUPPOTHIHH-1-kapOokcamuza,
WM ero papMakoJIOrHYecKH pHeMIIeMast COJIb.
Coenunenue L.
CoenuHeHne, BRIOpaHHOE U3
(1) (28,35)-2-((2,3’-nudropdbudenun-3-un)merun)-3-((3runcynbdonun)amuno)-N, N-
OUMETHIIHPPONUIUH- 1 -kapOokcamuna,
(2) (2S,39)-3-((3tuncynbdponun)amuto)-N, N-mumerun-2-((2,3’,5’-rpudropOudenun-3-

WIJT)METHUIT) TUPPOIHUANH- 1 -kapOokcaMua,

3) N-[(28,35)-2-[(2,3’-mudrop[ 1,1’ -Oudennn]-3-wn)mermn|- 1 -(2-runpoxcu-2-
METUJINPOIAHOW )TUPPOTUINH-3 -1 |- | -pTopLuKIonponas- 1 -cy b oHamuaa,
“4) N-{(28,3S)-1-(aserunun-1-xapbonmn)-2-[(2-prop[ 1,1’ -Oudenun]-3-

WJT)METHUI | PPONUANH-3-1J1 } 3TaHCY IbpoHaMua,
%) (2S,35)-3-[(3rancynbdonmn)amuno]-2-[(3’-drop[ 1,1’ -Onudennn]-3-nn)mernn]-N-
MeTOKCH-N-MeTHIIUPPOIUANH- 1 -kapOokcamuna u
(6) (2S,3S)-3-[(mumeTuncynbpamonn)amuto]-2-[(2-prop[1,1’-6udennn]-3-wn)mern]-
N, N-pumerninupponuant-1-kapOokcamuza,
WIN €T0 (papMaKOJOTHIECKU TPUEMIIEMast COJIb.
KonkpeTnslie npuMepst coeraeHus (1) BKITIOYAIOT COSTUHEHHS MPEACTABICHHBIX HIDKE IpuMepoB 1-488.
B kadecTBe conm coenmHenus, npeacrasieHHoro ¢gopmynoii (1), mpeamouturensHa ero GapMakogornye-
CKH TIpHeMJIeMast COJIb, M MIPUMEPHI TaKOH COJIM BKJIIOYAIOT COJIb C HEOPTaHWMYECKUM OCHOBAHHEM, COJIb C Opra-
HUYECKAM OCHOBAaHHEM, COJIb C HEOPTaHUYECKOH KHCIOTOH, COJIb ¢ OPraHNYECKOi KHUCIOTOH, COJIb ¢ OCHOBHOM

WJIM KUCJIOH aMHUHOKHUCJIOTOH U T.II.
[IpeanodrurenbHbIe TPUMEPHI COJIA C HEOPTAHMYECKUM OCHOBAaHHEM BKIIIOYAIOT COJIM IIEIOYHBIX METall-
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JIOB, TaKWE KaK HATPHEBAas COJb, KaJWeBas COJb U T.I., COJH MICTOYHO-3EMEIbHBIX MCTAJUIOB, TAKUEC KaK Kallb-
IIUEBast COJIb, MATHUEBAS COJIb U T.II., COJIM AJTFOMUHUS, COJTH AMMOHHS U T.II.

[IpennovrruTensHBIE IPUMEPHI COH C OPTaHUYECKUM OCHOBAHHEM BKJIIOYAIOT COJH C TPUMETHIAMHHOM,
TPUATIJIAMHHOM, THPHAWHOM, MHUKOJIMHOM, STaHOJIAMHHOM, AWITAHOIAMHHOM, TPHUAITAHOJAMHHOM, TPOMeETa-
MUH[TpUC(TUAPOKCUMETHIT)METUIIAMIHOM |, TPET-OyTHIAMUHOM, ITUKIOTEKCUIIAMIHOM, OCH3WIAMUHOM, TUITUK-
norexcmaMuHOM, N,N-1HOCH3MIITHICHANAMUHOM | T.1I.

IIpennoururenbHpie MPUMEPHI COJM C HEOPTaHUYECKOW KUCIOTOM BKIIIOYAIOT COJIM C COJITHOM KHCJIOTOM,
OpOMHUCTOBOZOPOTHOM KUCIOTOMH, a30THOM KUCIIOTA, CEPHON KUCIOTOH, (hOCHOPHON KHCIOTON H T.II.

[peamoyTHTEeTBHEIC IPUMEPHI COJIA C OPraHUYCCKON KUCIOTON BKIIIOYAIOT COJNUA C MYPAaBBHHOW KHUCIIOTOH,
YKCYCHOW KHCJIOTOH, TPUPTOPYKCYCHOU KUCIIOTOU, (PTaNeBOW KHUCIOTOH, ()yMapOBOW KHCJIOTOM, IIaBEICBON KH-
CIIOTO, BUHHOW KHUCJIOTOH, MAJICHHOBOM KUCIIOTOMH, JIMMOHHOH KUCIIOTOM, STHTApPHON KUCIOTOM, IOJOYHON KHCIIO-
TOH, METaHCYIb()OHOBOW KHCIIOTOH, O€H30JICYIb(OHOBOW KHCIOTOH, II-TOTYOJICYIH(OHOBOI KUCIOTON H T.1I.

[IpennovTuTeNEHBIC TPUMEPHI COTH C OCHOBHON aMUHOKHCIOTOW BKJIFOUAIOT COJIH C APTUHUHOM, TH3UHOM,
OPHUTHHOM H T.II.

[IpennoururenbHple TPUMEPHI COJIU C KUCIONH aMUHOKUCIOTOW BKJIIOYAIOT COJIM C aclapariHOBOW KHCIIO-
TOM, TITyTAMHUHOBOM KUCIOTOM U T.II.

Jlaree onmchIBaeTCs CIIOCO0 MOTyYeHHS COSIMHEHUS 10 HACTOAIMIEMY N300pETEHUIO.

HcxonHoe coemMHEeHNe M UCIIONB3YyEMBI PEareHT, a TakKe COSANHEHNE, TIOYIeHHOE Ha KaKION CTa iy B
OTIMCaHHOM Jasiee crocode MOoITydeHus,, MOTYT OBITh IPEACTaBICHH B ()OpMe CONHU, W NMPHMEPH TaKoi Coin
BKITIOUAIOT COJIY, aHAJIOTUIHBIE COJIsIM coequHeHus popmynsr (1), u T.1I.

Korna coennaeHme, MOTYYCHHOE HA KaXIOW CTaJHU, IPEACTABISICT COOOU COCIUHEHUE B CBOOOIHOM (op-
Me, OHO MOJXKET MOJIBEPTaThCs MPEBPAIICHUIO B LIEICBYIO COJIb B COOTBETCTBUHU C U3BECTHBIM criocoboM. Korma
COCJIMHEHUE, TOJYYCHHOE B KaXKIOHM CTaIWH, MPEACTABIACT COO0HM COJIb, OHA MOXKET MOJBEPraThCs MpPEBpaIle-
HUIO B [IEJICBYIO CBOOOHYIO (POPMY HITH IPYTYIO COJIb B COOTBETCTBHH C H3BECTHBIM CIIOCOOOM.

CoenuHeHHE, TOTYYCHHOE Ha KAXKION CTAIUH, MOXKET UCIIONB30BaThCS HEIOCPEICTBCHHO B CICAYIOUICH
CTaJIiH B BUJIE PCAKIIMOHHON CMECH WJIM B BUIE CBIPOTO MPOAYKTa. ANBTEpPHATHBHO, COCIMHEHHUE, TTOIyICHHOES
Ha KaXIOW CTaINH, MOKET OBITh BBIJCICHO U3 PEaKIIMOHHOW CMECH M OYHIIEHO B COOTBETCTBHH C M3BECTHBIMU
cnoco0amu, HammpuMep CIocobaMu pa3felieHHs, TAKUMH KaK KOHIEHTPHUPOBAHWE, KPUCTAJUIM3AIM, MEPEeKpH-
CTaJUIM3aLus, TIEPErOHKa, SKCTPAKIHS PACTBOPHUTEIEM, (PpaKINOHHAS IIEPETOHKA, KOJIOHOYHAs XpoMaTorpadus
U T.IL

Korma ncxomgHoe coennHEHNE U peareHT, HCIOIb3yeMbIe Ha KaKIOW CTaIHH, SBISIOTCS KOMMEPYECKH J0C-
TYIHBIMH, KOMMEPYECKH JOCTYITHBIN MPOTYKT TAKKE MOXKET UCIOIB30BATHCS HEMOCPEICTBCHHO.

XoTsl Ha KaXIOW CTAIWH MPOJOJDKUATEIFHOCTh PEAKIIMU M3MEHSICTCS B 3aBHCUMOCTH OT HCIIOIB3YEMOTO
peareHTa U pacTBOPHUTEIISI, OOBIYHO OHA COCTABIACT OT 1 MuH 110 48 v, mpeAmodTuTensHO oT 10 MuH 10 8 4, eciu
HE YKa3aHO WHOE.

XoTst Ha KaXIOW CTaINH TeMIIepaTypa PEakiii U3MEHICTCS B 3aBUCHMOCTH OT HCIIOJB3yEMOT0 pearcHTa u
pacTBopHTeEs, 0OBIYHO OHa HAaXOJUTCS B MHTEpBaje oT -78 no 300°C, npexnoururensHo ot -78 1o 150°C, ecnn
HE yKa3aHO MHOE.

X0oTs Ha KaXJOW CTaANU TaBJICHHE U3MEHICTCSA B 3aBUCHMOCTH OT HCIOJIB3yeMOT0 peareHTa U pacTBOpPH-
Tensl, 00bHO oHO cocTamiseT oT 1 atm (101,325 xIla) go 20 atm (2026,5 xIla), nmpeanodyrurensHo OT 1 aT™m
(101,325 xI1a) mo 3 atm (303,975 kIla), eciii He yKka3aHO UHOE.

Ha mo6oii craguu CUHTE3a MOYKET UCITOJIb30BATHCS PEAKTOP JIJIS IPOBEICHUS PEAKITHI TI0T BO3IEHCTBUEM
MHUKPOBOJTHOBOTO M3IIyYCHUs, TaKo# Kak Initiator mponsBojacTBa Biotage u T.1m. X0Ts Ha KaXIOH CTaIUH TEMIIC-
paTypa peakliuu MU3MEHSCTCS B 3aBUCHMOCTH OT HCIIOJIB3YEMOTO pearcHTa U pacTBOPUTENsS, OOBIYHO OHA HAXO-
JUTCS B UHTEpBalle OT KOMHATHOM TeMnepaTypsl A0 300°C, npeanourutensHo oT 50 go 250°C, ecnu He ykazaHO
nHOoe. XOTS Ha KaXJIOW CTaIud MPOJOKUTEIHHOCTh PEAKIUU U3MCHSETCS B 3aBHCHMOCTH OT HCIOJB3yEMbIX
PeareHTOB M PacTBOPHUTEIICH, OOBIYHO OHA COCTABISACT OT | MHH a0 48 4, mpeanovYTuTeNbHO OT 1 MuH 10 § 4,
€CJIM HE yKa3aHO HHOE.

Ha mo06oif cTamuu B peakiuu peareHT UCIob3yeTcs B KoiaudecTse oT 0,5 skBuBasieHTa 10 20 SKBUBAJICH-
TOB, TPEATOYTUTENIHHO OT 0,8 SKBHBajJeHTA 10 5 HKBHBAICHTOB, OTHOCHTEIBHO CyOCTpaTa, €Ciiil HE yKa3aHO
nHoe. Korma peareHT UCHONb3yeTcs B Ka4ecTBe KaTaIn3aTopa, OH HCIob3yeTcs B komudectse oT 0,001 sxBuBa-
neHTa 10 1 skBuBaneHra, npeamnodruteasbHo oT 0,01 skBuBaneHTa 10 0,2 SKBUBAJICHTA, OTHOCUTEILHO CcyOcTpa-
ta. Korma peareHT UCmonb3yeTcs B Ka9eCTBE PEAKIIMOHHOTO PACTBOPHUTENS, pEareHT MCIIOIB3YeTCS B KOJINIECT-
BE, B KOTOPOM HCITONB3YETCSI PACTBOPHUTEINb.

Eciu He yka3aHO MHOE, peakius Ha JIF0OOW CTaluu CHHTE3a MIPOBOIUTCS 0€3 paCTBOPUTEIIS WIH C PACTBO-
PEHHEM WM CYCTICHANPOBAaHUEM HCXOJIHOTO COSAWHEHHS B OAXOAIIEM pacTBopuTene. [IpuMepsl pacTBopuTe-
JIeH BKITIOYAIOT PACTBOPUTEIH, KOTOPEIC OIMCAHBI B IPUMEPAX, U PACTBOPUTEIH, TIPEJACTABICHHBIC HIKE.

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

MPOCTHIC AUPHL: TUITIIOBBIN 3dup, mudeHmwtoBsii 3¢up, TeTparuapodypad, 1,2-TMMETOKCUITAH H T.IL.;

apOMaTHYCCKHE YTIICBOIOPOIBL: XJIOPOEH30II, TOIYOJI, KCHUIION | T.IL.;

HACBHIIIEHHBIE YTIICBOJOPOIBI: IIMKIOTEKCaH, TeKCaH | T.IL.;

amupl: N,N-muMetundopmamua, N-METHITUPPOIUIOH U T.I1.;
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raJIOTCHUPOBAaHHBIC YTIICBOJOPOIBI: AUXIIOPMETaH, TETPAXIOPHI YIIIEpoaa U T.IL.;

HUTPWIBL: allETOHUTPIII U T.11.;

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

apOMAaTHYECKUE OPraHNYeCKHe OCHOBAHUS: MUPUINH U T.I1.;

aHTUIPUABL: YKCYCHBIA aHTHAPUI | T.I1.;

OpraHUYecKue KUCIOThI: MypaBbUHAS KHCIIOTa, YKCYCHAsI KUCIOTa, TPH(TOPYKCYCHAST KUCIOTA U T.IL.;

HEOpraHUYeCKHe KUCIIOThI: COJISIHASI KMCIIOTa, CepHAasi KUCIIOTa U T.11.;

CIIOKHBIC AQUPBI: ATHIALETAT U T.I1.;

KETOHBI: alleTOH, METHJIITUIKETOH U T.I1.;

BOJIA.

[IpencraBneHHBIC BHINIC PACTBOPUTEIN MOTYT HCHOJIB30BATHCS B BHJC CMECH JIBYX HIIH OoOJice pacTBOPH-
TeJed B MOAXOISIIEM COOTHOIICHUH.

Korma B peakinuu Ha 000N CTamuu CHHTE3a HCIOJB3YETCS OCHOBAHWE, NMPUMEPHI TAKOTO OCHOBAHHS
BKITIOYAIOT OCHOBAHUS, KOTOPBIC OITUCAHKI B IPUMEPAX, U OCHOBaHUS, MPEICTABICHHBIC HIDKE.

Heopranuueckre OCHOBaHUS: THAPOKCH HATPHS, THIPOKCUA MarHus, KapOOHAT HATpusi, KapOOHAT Kallb-
1Hsl, TUIPOKAPOOHAT HATPHS U T.IL;

OpraHMYeCKUe OCHOBAHUS: TPUATHIAMUH, JUITHIAMHH, MUPUIUH, 4-TUMeTHIaMUHOMUPUINH, N,N-nume-
THJIaHWINH, 1,4-mrua3abunukiol2.2.2]okraH, 1,8-nmuazadbunmkio[5.4.0]-7-yHaeeH, UMUIA30J1, TATICPUINH U T.11.;

AJNIKOKCH/IBI METAJUIOB: 3TOKCU HATPHS, TPET-OYTOKCH] KaHs U T.IL.;

THJPUJIBI IIEIIOYHBIX METAJUIOB: THAPHU] HATPUS U T.11.;

aMUJIbl METAJUIOB: aMHUJ] HATPUS, TUU3ONIPOMIIAMHUT JIUTHUS, TCKCAMETIIIIUCHITIA3H]] JIUTHS U T.11.;

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

Korma B peakmuu Ha JTI000H CTaquu CHHTE3a MCIOJB3YETCs KHCIOTA MM KHCIOTHBINA KaTaau3aTop, IpH-
MEpbI TAKOW KUCIIOTHI U KHUCIOTHOTO KaTaU3aTOpa BKJIFOYAIOT KHCIOTHI U KHCIOTHBIC KaTaIH3aTOPBI, KOTOPBIC
OIKCAHKI B MPHMEPAX, a TAKKE KUCIOTHI M KUCIOTHBIC KaTaIN3aTOPBI, KOTOPBIC TIPEACTABICHBI HIDKE.

Heopranuueckre KHUCJIOTBI: COJSIHAS KUCIIOTA, CEpHasi KMCIOTA, a30THAs KHCIIOTa, OPOMHUCTOBOJOPOIHAS
KHcioTa, pochopHas KUCIOTA | T.I1.;

OpraHUYecKre KUCIOTHI: YKCYCHasl KUCIOTa, TPUPTOPYKCYCHAsI KUCIIOTA, JIMMOHHAsI KUCIOTA, M-TOJIYOII-
cynb(hoHOBas KUCIOTa, 10-kamMmdopcyaphpoHOBasS KHCIOTA U T.I1.;

kucnota JIbtonca: KoMIUIeKe TpudTopuaa 60opa U TUITHIIIOBOTO 3PHpa, IIMHK HOTUIOM, OS3BOIHBIN XIOPHT
AIOMHHH, O€3BOIHBIN XJIOPH/]] IMHKA, O€3BOTHBINH XJIOPH XKene3a H T.I1.

Eciu He yka3zaHO WHOE, 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
(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 WM YAAJCHUsI 3aIUTHI (DYHKIIMOHAIBLHON IPYMIIBI HA JIIOOOH CTaJMK CHHTE3a OCYIlle-
CTBIISIIOT B COOTBETCTBUU C M3BECTHBIM CIIOCOOOM, HampuMep crocoOoM, onucaHHbIM B "Protective Groups in
Organic Synthesis, 4™ Ed", Wiley-Interscience, Inc., 2007 (Theodora W. Greene, Peter G.M. Wuts); "Protecting
Groups 3rd Ed." Thieme, 2004 (P.J. Kocienski), wiu T.11., uiu ciocoO0OM, OITUCAaHHBIM B TIpUMEpax.

[IpuMeps! 3aIUTHON TPYIIBI IS THAPOKCHIBHOMN TPYIIBI CIIUPTA U T.II. ¥ TUAPOKCHIBHOMN rPyIIBl (eHO-
Jla BKIIFOYAIOT 3allIUTHBIC TPYIIBI MPOCTOr0 3(QHUPHOTO THIA, TAKHUE KAaK IPYIIa METOKCHMETHIIOBOTO 3dupa,
OCH3WIOBOTO 3(hUpa, TPET-Oy THIITUMETHICHIHIOBOTO 3(Upa, TETParuApOMUPaHUIIOBOTO dPHpa U T.II.; 3aIUT-
HbIE TPYMITBI CIIOKHO3(DUPHOTO KapOOKCHIATHOTO THMA, TAKKE KAK IPYIIIA CIOKHOTO 3(hUpa YKCYCHOI KHCIOTHI
U T.I1.; 3aIIUTHBIC TPYIIIBI CII0KHO3(QUPHOTO CYIb()OHATHOTO THIA, TAKUE KAK TPYIIIA CI0XKHOTO 3(Hpa MeTaH-
Cynb(OHOBOI KHCIOTHI M T.II.; 3alIMTHBIC TPYMIbI CIOKHOI(PUPHOIO THMA KapOOHOBBIX KHCJIOT, TaKHE Kak
rpymnmna TpeT-OyTrikapooHaTa u T.11.

[Tpumepsl 3alIMTHOM TPYIIBI Uil KAPOOHWIILHOMN IPYIIIbI ajbJerHia BKIOYAIOT 3alllUTHBIC TPYIIbI alle-
TAJILHOTO THIIA, TAKUE KaK IpyIna AUMETUIIAETAS U T.I1.; 3alIUTHBIC IPYIIIbl MUKINYECKOTO alleTalbHOTO TH-
a, Takue Kak 1,3-IMoKCcaH u T.1I.

[IpuMeps! 3aIMUTHON TPYNIBI TS KapOOHUIBHOMN TPYMITBI KETOHA BKIIOYAIOT 3alIUTHBIC TPYIIIBI KETallb-
HOTO THIIA, TAKKE KaK TPYIINa JUMETHIKETANS U T.11.; 3allIUTHBIC TPYIIIBI IIUKINICCKOTO KETAThHOTO THIIA, TAKUE
Kak rpynma 1,3-IMoKcaHa U T.IL.; 3all[UTHBIC TPYIITEI OKCUMHOTO THITA, TAKUE Kak rynmna O-MeTHIOKCHMA | T.I1.;
3aIUTHBIC TPYIITHI THAPA30HOBOTO TUIIA, TakKe Kak rpymmna N,N-TuMeTHIruapa3oHa u T.11.

[IpuMeps! 3aIUTHON TPy IS KapOOKCHIBHOM TPYIITBI BKIFOYAIOT 3AIMUTHYIO TPYIITY CI0XHO3(PHPHO-
rO THIIA, TAKYIO KaK TPYyIIa CI0XKHOTO METHUIIOBOTO 3(Hpa U T.I1.; 3alIUTHBIC TPYIIIBI AMUIHOTO TUIA, TAKHE KaK
rpynmna N,N-1uMeTuiiaMuia u T.11.
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[Tpumeps! 3anMTHOM TPYIIBI VISl THOJIA BKIIOYAIOT 3allUTHBIE IPYIIIBI MPOCTOTO 3(UPHOTO TUIA, TaKUe
Kak rpynna OSH3WJIOBOIO THOA(Hpa M T.I.; 3AIIUTHBIC I'PYIIBI CIOKHO3(UPHOrO THIA, TaKHE KakK IpyIna
CJIOXHOT'O THOAIleTaTa, THOKapOoHaTa, THoKapbaMaTa | T.II.

[Tpumeps! 3aUTHON TPYIIBL TSI aMHHOTPYIIIBI M apOMAaTHIECKOTO TeTEPOIMKIIA, TAKOTO KaK MMHIA3017,
MUPPOJT, UHAOM | T.I., BKIIFOYAIOT 3allUTHRIE TPYIIBI KapbaMaTHOTO THIIA, TAKHE KaK Tpymia OeH3miIKkapbamara
W T.IL; 3aIIUTHBIC TPYIIIBI aMHTHOTO THIA, TaKWe KaK TpylIa ameTaMHuiaa M T.I.; 3alIUTHBIC TPYIIEl alKujIa-
MHUHHOTO THIIa, TaKKe Kak rpymmna N-TpudeHmIMeTHIaMIHA | T.11.; 3aIIUTHBIE TPYIIHI CYIb()OHAMHUIHOTO THIIA,
TaK{e Kak rpymnmna MeTaHcyab(hoHaMuaa 1 T.11.

3amuTHBIE TPYIITEI MOTYT yIANSTHCS B COOTBETCTBUH C M3BECTHBIM CIIOCOOOM, HAIpUMEp C UCIIOIH30Ba-
HHEM KHUCIIOTBI, OCHOBaHUS, YJIbTPa(HONIETOBBIX JIydel, ruapasuHa, (GpeHuIrnapasuta, N-MeTHIIUTHOKapOa-
MaTa HaTpus, PTopuaa TeTpaOyTHIAMMOHUS, alleTaTa MaUIaus, TPHAIKHICHIIITAIOTCHAIa (HAapuMep, TPH-
METWICHIIMIIMITIOANAA, TPUMETIIICHIIIIIOPOMHEIA) U T.II., CHOCOOOM BOCCTaHOBJICHUS U T.I1.

Korna Ha mo00ii cTaguy CHHTE3a MPOBOJUTCS pPEaKkusl BOCCTAHOBJICHHS, IPUMEPHI BOCCTAaHOBUTEIEH, KO-
TOpBIE MOTYT HCIIOJIb30BAThCsI, BKIIOYAIOT THAPHIBI METAJUIOB, TAKUE KaK aJIlOMOTUAPHI JIUTHUS, TPUALIETOKCH-
Ooporuapua HATPUs, IUAHOOOPOTHAPUA HATpHs, TUApUA nuu3zooyTwiramomunus (DIBAL-H), 6oporunpum Ha-
TpHA, TPUAIETOKCHOOPOTHIPH TETPaMETHIAMMOHHS U T.I1.; OOpaHbI, TaKUe KaK KOMIUIEKC TeTparuapodypaHa u
Oopana; HuKens Penes; kobaneT PeHes; Bomopoa; MypaBeHHYIO KHCIIOTY; TpHITIiICHIaH u T.. Korma Boccra-
HOBJICHHIO TIOIBEPTACTCS YTIIEPOA-yIIIEpOAHASI JBOWHAS WIIA TPOHHAS CBSI3b, MOXKET MPUMEHATHCS CIIOCO0 C UC-
TIOJIF30BAHNEM KaTaJIM3aTopa, TAKOTO KaK MaJlIani Ha yriie, Kataiam3arop JInaamapa u T.11.

Korma na mo60ii ctaany cHHTE3a MIPOBOAUTCS PEAKIHS OKHCICHHUS, IPUMEPHI OKUCINTEIS, KOTOPBIH MO-
JKET HMCIOJIB30BATHCS, BKIIOYAIOT NMEPOKCHIBI, TAKHE KaK M-xXJoprepOeH3oiHas kuciora (m-chloroperbenzoic
acid - mCPBA), nepokcu Bogopoaa, TpeT-OyTHIITHAPOIIEPOKCHA | T.IL.; TIEPXJIOPAThl, TaKHe KaK Mepxjopar
TeTpaOyTHWJIAMMOHHUS U T.I1.; XJIOPATHI, TAKKE KaK XJOPAT HATPHUS U T.IL.; XJOPHUTHI, TAKHE KaK XJIOPUT HATPUS H
T.IL.; IEPHOJATHI, TAKME KaK IIEPHOJAT HATPHS U T.II.; THIICPBAJICHTHBIE peareHThl Hojaa, Takue Kak HoJ03MI0eH-
30J1 ¥ T.IL.; PEareHThl, COAEpIKAIINe MapraHell, Takiue Kak AMOKCHI MapraHiia, IepMaHraHaT Kajaus U T.I1.; COSAH-
HEHHs CBHHIIA, TaKWe KaK TETpaaleTaT CBUHIA W T.I., PEareHTHI, COIACPIKAIINA XpOM, TaKhe KaK XJIOpXpomar
mupuauHus (pyridinium chlorochromate - PCC), muxpomar mupuauaus (pyridinium dichromate - PDC), pea-
reHT J[>KoHCa | T.I1.; TAJIOTEHCOCpKAINE COSANHEHNs, Takne kak N-OpomcyknumauMu (N-bromosuccinimide -
NBS) u T.11.; KHCIIOPOX; 030H; KOMIUIEKC TPHOKCHAA Cephl M MUPUINAHA; TETPAOKCHI OCMIUS;, THOKCHJI CelIcHa;
2,3-nmuxiop-5,6-munuano- 1 ,4-6er3oxuHoH (2,3-dichloro-5,6-dicyano-1,4-benzoquinone - DDQ) u T.11.

Korga na nr000i cTanmuu cUHTE3a MPOBOAMTCS PEaKIsl paJguKaIbHON peakIiy, IpUMEphl paguKaIbHOTO
MHHIHATOPA, KOTOPBIH MOXET MCIOJIB30BATHCS, BKIIOYAIOT a30COEANHEHHUE, TAKOE KaK a300MCH300y THPOHUTPHIT
(azobisisobutyronitrile - AIBN) u T.11.; BOZOpacTBOpiUMbIe paJuKajIbHbIE HHALMATOPEI, Takue Kak 4,4'-a300uc-4-
IIMaHONIeHTaHoBass kuciora (4,4'-azobis-4-cyanopentanoic acid - ACPA) u T.1.; TpuaTHIOOp B NPUCYTCTBUH
BO3JlyXa WJIM KHCJIOPOJA; MEepoKcua OeHzomia M T.I. IIpuMepbl pajuKaabHOTO pearcHTa, KOTOPBIH MOXKET HC-
MOJIE30BATHCS, BKJIIOYAIOT TPUOYTHIICTaHHAH, TpUC(TpUMETHIICHII)cuiaH, 1,1,2,2-retpadeHmnancunan, qade-
HWICWJIaH, HOJau] camMapus T.11.

Korma Ha mro60# cTamuy cCHHTE3a TMPOBOAUTCS peakiys Burtura, mpumepsl peareHTa BuTtTHra, KOTOpbhIi
MOJKET HCIT0JIb30BaThCS, BKITIOYAIOT alKrinAeHpochopansl U T.1. AnkuinaeHpochopaHbl MOTYT OBITh MOJTyde-
HBI B COOTBETCTBHH C U3BECTHBIM CIIOCOOOM, HApUMeEp B3aUMOJEHCTBHEM COH (POCHOHUS C CHIBHBIM OCHOBA-
HHUEM.

Korma na mo0oi cTamuu cUHTE3a MPOBOJAUTCS peakmus XopHepa-OMMOHCA, TIPUMEPHl PEareHToB, KOTO-
pBIE MOTYT HCIIOJIB30BaThCA, BKIIOYAIOT (hochoHOALETATHI, TAKHE KaK METWIIUMeTHI(GocoHOaneTaT, ITHIIH-
stmwndocdoHoaneTaT u T.I.; U OCHOBAHUS, TaKHe KaK TUAPHIBI METOYHBIX METAJUIOB, OPraHUIECKHE COeInHe-
HUS JTUTHSA U T.11.

Korpa na mo0oit cragnu cunTe3a npoBoautcs peakums Ppunens-Kpadrca, B kauecTBe peareHTa HCIOIb-
3yeTcsi KOMOMHAIMS KUCJIOTHI JIbforca M XJIOpaHTHIpHAa KHCIOTHl MM KOMOWHALMS KUCTIOTH JIblonca 1 anku-
JMPYIOIIETO areHTa (HanpuMep, alKIITaloreHnaa, CIupTa, ojdeduHa U T.11.). B kauecTBe aqbTepHaTHBBI, BMECTO
KHACJIOTHI JIbIorca MOXET HCIIOTIB30BATHCS OPTaHNYECKas KUCIOTa WM HEOPraHWIecKask KHCIO0Ta, a BMECTO XJIO-
paHTHIPHIA KUCIOTHI MOKET UCIIOIb30BaTHCS aHTHAPHU, TAKOW KaK YKCYCHBIN aHTHIPH] U T.II.

Korma Ha 1r000# cTaguy CHHTE3a MPOBOAUTCS PEAKIHs apOMaTHIECKOTO HYKICO(PMIEHOTO 3aMEIICHHS, B
KaueCTBE PEareHTOB MCIOJB3YIOTCS HyKJIeohwT (HampuMep, aMiH, UMUAA30 U T.1.) U OCHOBaHHUE (HarpuMmep,
OpraHNYeCcKOe OCHOBaHHUE H T.11.).

Korga na mro60it cTanuy cuHTE3a IPOBOIUTCS PEaKIHsl HyKICO(DHUIHHOTO MPUCOSTUHEHHUS C MCIIOB30Ba-
HHEM KapOoaHWOHa, peakius HykineodmwisHoro 1,4-npucoenunenus (peakius nprucoeJuHeHnsT MuxasJst) ¢ uc-
MOJIb30BaHNEM KapOOaHWOHA WM peakiys HYKJICO(WIFHOTO 3aMEIleHHS] C HCIIOJIb30BaHMEM KapOOaHHMOHA,
IpUMEpHl OCHOBAHUS, WCIOJIB3YEMOTO ISl ITOJydeHUs] KapOOaHHOHA, BKJIIOYAIOT OPTaHMYECKHUE COCTUHEHHS
JIMTHSI, ATKOKCUIBI METAJIJIOB, HEOPTraHUYECKHE OCHOBAHMS, OPraHMYECKAE OCHOBAHUS U T.I1.

Korpma Ha mro00# craanu cuHTE3a MPOBOIUTCS peakuus [ puHbspa, IpUMepbl peaktuBa [ puHBsApa, KOTO-
PBIIl MOXKET HCIIOJIB30BATHCS, BKIIOYAET TAIOTCHUABI apWIMarHus, Takue Kak OpomMu (eHWIMarHus v T.L.; U
TaJIOTCHUB! AIKWIMArHKA, TaKue KaK MEeTHIMarHuiOpomun v 1.11. Peaktus ['puHbspa MOXeT OBITH IOJyYEH B
COOTBETCTBHH C M3BECTHBIM CIIOCOOOM, HaIPUMEpP B3aMMOJACHCTBHEM aKMITAIIOTEHHUIA WM apUITalIOTeHHU A C
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METANIMYECKUM MarHueM B d(Hpe WIN TeTparuapodypaHe B KayecTBE PaCTBOPUTEIIS.

Korna Ha m1000# ctazuy CHHTE3a IPOBOJUTCS peakLsl KoHIeHcan KHeBeHares, B Ka4eCTBE pearcHTOB
UCTIONB3YIOTCA COEIMHEHUE, COJEpIKaIllee aKTUBUPOBAHHYIO METHICHOBYIO TPYIILy C OBYMS 3JIEKTPOHOAKIICH-
TOPHBIMHU TPYIIaMH (HapUMEpP, MATOHOBAs KHCIOTA, IUITHIOBBIN 3(Hp MaTOHOBON KHCIIOTBI, MAIOHOHUTPHI
U T.JI.) ¥ OCHOBaHHE (HaIlpHIMep, OPraHNIeCcKOe OCHOBAHHE, AIKOKCHJ METAIlIa, HEOPTaHUIECKOE OCHOBAHHUE).

Korma Ha m1000¥ cTaguy CHHTE3a MPOBOIUTCS peakius Buibcmaiiepa-Xaaka, B KaueCTBE PearcHTOB HC-
MOJIE3YI0TCS (HOCHOPHITXIIOPUA U IPOU3BOgHOE amuaa (Hanpumep, N,N-auMeTuadopMaMu 1 T.1.).

Korma Ha mr000#f cTagny cuHTE3a MPOBOIUTCS PEAKIUS a3sMIUPOBAHMS CIIMPTA, ANKHUITAJOTCHUAA HIIH
cynb(hoHaTa, IPUMEPHI pearcHTa a3uJupPOBaHMs, KOTOPBII MOXKET HCIOJIb30BAThCS, BKIIOUAIOT qudeHmpocdo-
punasun (diphenylphosphorylazide - DPPA), Tpumernincnnmnasua, a3un Hatpus u T.11. Harmpumep, Uit peakiun
a3UIMPOBAaHN CIUPTa MOXKET HPUMEHATHCS CHOCO0 C Hcnonb3oBaHueM audenumnpochopmnaznga u 1,8-
nmuazaburmkino[5.4.0)yaaen-7-ea (DBUY) u cmoco0 ¢ HCIOIh30BaHUEM TPUMETIICHIMIA3UAA U KUCIOTH JIbFo-
uca ¥ T.IL

Korpma Ha mo0oit craanm cHHTE3a MPOBOJUTCS PEaKIMs BOCCTAHOBHTEIHLHOTO aMUHHMPOBAHMUS, TPHUMEPEI
BOCCTAHOBHUTEIISI, KOTOPBIN MOXKET MCIOIB30BATHCS, BKIFOUAIOT TPUALIETOKCHOOPOUAPH] HATPUsl, THAHOOOPOHI-
puI HaTpHs, BOAOPOJ, MyPaBbHHYIO KUCIOTY H T.I. Koraa cyOcTpaT npencTaBiseT coO0Ol COeIUHEHNE aMHHa,
HIpUMEpbl KapOOHMIIBHOTO COEIMHEHUsI, KOTOPOe OyNeT MCHONb30BATHCS, BKIIOYAIOT MapadOopManbIeru, aib-
JETH]IBI, TAKUE KaK alleTalbAeTUA U T.I., ¥ KETOHBI, TAKHE KaK IUKJIOTeKcaHoH H T.1. Korpa cyGcrpar npeacras-
1s1eT co00i KapOOHUIIBHOE COSIMHEHHE, IPIMEPBI aMHHA, KOTOPBIN OyJeT HCIIOIb30BaThCs, BKIOUAIOT aMMHUAK,
MEpBUYHbIE AMHHBI, TAKHE KaK METHJIAMUH U T.II.; BTOPUYHBIEC AMUHBI, TAKHAE KaK JUMETUIAMUH H T.IL

Korna nHa nr000# cTaguy cuHTE3a MPOBOANTCA peakinss MUTCYHOOY, B Ka4eCTBE peareHra UCIOIb3YIOTCS
azoaukapOokcwiaT (Hanpumep, andtwiaszogukapookcnnat (DEAD), nunzonpormmnaszonukapookcuiat (DIAD) u
T.1.) ¥ TpudernnpochuH.

Korna nHa mo0oii craanu cUHTE3a MIPOBOANTCS PEaKIMs dTEPUPHKAINN, PEaKLUsl aMHIUPOBAHNS HIH pe-
aKIMs MOJTyYeHHs] MOYEBUHBI, TPUMEPHI PeareHTa, KOTOPhI MOXET HCIOJIb30BaThCS, BKIIOYAIOT alMJITJIOTCHHU-
Jbl, TAKHAE KaK XJIOPaHTHAPUABI KUCIOT, OPOMAHTUAPHIIBI KUCIOT | T.I.; aKTUBUPOBAHHbIE KapOOHOBBIC KUCIIO-
TBI, TAKHAE KaK aHTHIPUABI KHCIOT, aKTHBUPOBAHHBIC CIIOXKHBIE 3(QUPBI, Cyab(aTsl U T.1. IIpAMepbl aKTUBHPYIO-
IIEro areHra KapOOHOBOW KHCIIOTHI BKJIIOYAIOT KapOOAMNMHUIHbIE KOHACHCHPYIOIIUE PEareHThl, TAKHE KaK THll-
poxiopun 1-3trin-3-(3-numermnamMmuaonponn)kapooguumuaa (WSCD) u T.11.; TpHa3uHOBBIE KOHACHCHPYIOIINAE
peareHTsl, Takue Kak H-ruapat xjopuaa 4-(4,6-mumertokcu-1,3,5-tpuasun-2-mn)-4-metmmopdomuaus (DMT-
MM) u T1.11.; KapOOHATHBIE KOHIECHCUPYIOIINE peareHThl, Takue kak 1,1-kapbonmnguumunazon (CDI), u 1.mm.;
mudennndochopunazun (DPPA); conp 6enzoTpuazon-1-nnokcu-rpusauMeruiaaMmutopocdonus (BOP pearent);
Homun 2-xnop-1-merunnupuauaus (peareHT MykaiisiMa); XJIOPHCTBIH THOHWII, HU3IINE aJKHIrajoreHpopMua-
TBI, TakWe Kak oSTwixiopdpopmuar u T.1.; rekcapropdocopar O-(7-azabenzorpuazosn-1-mi)-N,N,N',N'-
terpameTiryponust (HATU); cepHyro kucinoTy; ux komMOuHanuu U 1.11. Korma mcrnonb3yloT kapOoIuuMuIHBIN
KOHJICHCHPYIOIIHIA areHT, K PEaKIMOHHON CHCTEME MOXKET Mo0aBisAThCs 1-ruapokcudenzorpuason (HOBt), N-
rugpokcucykimanmug (HOSu), mumerunamunonupuaua (DMAP) u t.11.

Korna Ha mr000# cTaguy cuHTE3a MPOBOJAMTCS PEaKIMs COYCTAaHHsA, IPUMEPB METAUIMUECKOTO KaTaln3a-
TOpa, KOTOPBIIl MOXKET HCIIOIb30BaThCS, BKIIOYAIOT COSAMHEHNS MaJlIalusl, Takue Kak aunetart namagusi(Il), ter-
pakuc(tpudennndochun)namianuii(0), auxmopouc(rpudenmidochun)mamranuii(Il), muxmopouc(TpudaTundoc-
dun)namnaguii(Il), Tpuc(nubensnmmnenaneTon)aumnamtanuii(0), muxmopun [1,1'-6uc(mudenundochuno)dpeppo-
e Jmaytanusa(Il) u T.1.; coeAMHEeHUs HUKENs, Takue Kak TeTpakuc(tpudenmwidochun)ankenn(0) 1 T.10.; coenn-
HEHUs poaust, Takue Kak xyopun tpuc(tpupenniadocdun)poansa(Ill) u T.1m.; coennHenust K06aabpTa; COCTUHEHHS
MeH, TaKue Kak oKcua Menu, Hoaun mexu(l) u T.1m.; coetmHeHus IIaTHHEL U T.11. KpoMme Toro, B peakIoHHYO
CHCTEMY MOXET J100aBIISIThCSl OCHOBAHHUE, M €r0 IIPUMEPHI BKJIIOYAIOT HEOPraHNIECKHE OCHOBAHHMS | T.II.

Korna nHa mro00# cTaguy cuHTE3a MPOBOAMTCS Peakiysl THOKapOOHMIMPOBAHMS, B KaUyecTBE THOKapOOHH-
JIMPYIOIIETO peareHTa 0OBIYHO MCIONIB3YETCs IeHTacyabdu dpochopa. AIbTepHATHBHO, BMECTO TEHTACYIb(H-
na ¢dochopa MOXKET HCIONIB30BATLCS PEareHT, cojaepkauii cTpykrypy 1,3,2,4-mutnagudocderan-2,4-1ucyb-
duna (manpumep, 2,4-6uc-(4-metokcudenmn)-1,3,2,4-mutnagudocderan-2,4-mucynbhpun (pearent JlaBeccona)
U T.J.).

Korma Ha mo0oi#l cTaguyw CHHTE3a TPOBOAMTCA peakius Boss-Llurnepa, mpuMepsl TaloreHUPYIOMETO
areHra, KOTOPBIM MOXKET UCIONBL30BaThCs, BKItoUatoT N-iioncykmuaumu, N-OpoMmcyknnanmua (NBS), N-xmop-
cykrmmauME (NCS), 6pom, cynmbdyprixiopun u T.m. Kpome Toro, peaknus MOXeT ObITh YCKOpEHa MOCPEACT-
BOM BO3ZICHCTBHUSI Ha PEAKIMOHHYIO CHCTEMY PaJUKaIbHOTO WHHIMATOPA, TAKOTO KaK TEIUIO, CBET, NMEPOKCHUJ
Oen3omna, a300MCH300yTUPOHUTPHII U T.I1.

Korna nHa mo6oii craguu cuHTE3a NMPOBOANTCS PEAKIHs TaJIOTeHUPOBAHUS THIPOKCUIBHON I'PyIIbI, MPHU-
MepBI TAIOTCHUPYIOMIETO areHTa, KOTOPBIH MOXET UCIIOIb30BaThCsl, BKIIIOYAIOT TaJIOTCHBOIOPOAHBIC KHUCIOTHI U
rajJoreHaHr HJPHUIbl HEOPIaHUYECKUX KHCIOT, B YACTHOCTH JUISl XJIOPUPOBAHUS - COJITHYIO KUCIIOTY, THOHWIIXJIO-
pun, okcuxynopun ¢ocopa u T.I1., U1 OpoMupoBanust - 48% OGPOMHCTOBOJOPOAHYIO KHCIOTY | T.1I. Kpome To-
IO, MOXKET HMCIOJIb30BATHCS CIIOCOO TOJTyYEHUS aJIKWIITAIOTeHHIa B3aUMOJICHCTBHEM CITUPTa ¢ TpudeHwipoc-
(DPMHOM W YETBIPEXXJIOPUCTHIM YTJIEPOJIOM MM YETHIPEXOPOMHUCTBIM YIJIEPOJOM MM T.II. B KauecTBe ambTepHa-
THBBI MOXKET MCIOIb30BATHCS CIIOCO0 MOTYyUEHHs AIKWITaIOTeHUIa B ABE CTAJUH, BKIIOYAIOLINN IPEBpaICHAE
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CIHPTa B COOTBETCTBYIONIHMIA CYIb(OHAT U 3aTEM B3aMMOJCHCTBHE CYJIb(oHATA ¢ OPOMUIOM JTUTHS, XIOPHIOM
JIUTHUS UK HOAUTOM HATPHSL.

Korza na m0060it cTaguu cuHTe3a MPOBOIUTCS peakuus ApOy30Ba, PUMEPhI PEareHTOB, KOTOPbIE MOTYT
UCIIONIb30BaThCsl, BKIIOYAIOT AJIKWIITaJIOreHH/IbI, TAKHE KaK STHIOpOMALIETAT U T.I.; U (HOCHUTHI, TAKHE KaK TPHU-
stwidochur, Tpu(u3omponii1)HoCcHUT U T.11.

Korma Ha mo0oii craguu CHHTE3a IPOBOAUTCS PEAKIINs CYIb(POHATHON 3TepUPUKAIINHN, TPHUMEPHI CYITb(O-
HHUPYIOIIETr0 areHTa, KOTOPhIi MOXKET UCIOIb30BaThCs, BKIOUAIOT METAHCYIb(QOHHIXIOPHUI, M-TOIYOJICYIb(O-
HUIJIXJIOPHUJI, METAHCYJIb(OHOBBIH aHTHIPUI, TI-TOJIYOJICYIIb()OHOBBIH aHTHAPU/ U T.II.

Korma Ha mro0o¥ cTaiuu CHHTE3a MPOBOAMTCS PEaKIUs THIPONH3a, B KAYeCTBE PearcHTa UCIOJb3YeTCs
KHCJIOTa WM OCHOBAaHHWE. B peakiuu KHCIOTHOTO THAPOIIN3a CI0KHOTO TPET-0YTHIIOBOTO 3(Upa Ui BOCCTaHO-
BUTEIIFHOT'O 3aXBaTa TPET-OYTHUIIOBOTO KATHOHA, KOTOPBIH SIBIIETCS MOOOYHBIM POTYKTOM, MOXKET J00aBISATHCS
MypaBbHHASI KACIOTA, TPUITUICHIAH U T.11.

Korgma Ha mo0oi CTamuu CHHTE3a MPOBOIUTCS PEAKIMS IETUIPATAIAN, TPUMEPBI NETHAPATHPYIOMIETO
areHTa, KOTOPBI MOXKET MCIIOJIb30BaThCs, BKIFOYAIOT CEPHYIO KHUCIOTY, IMeHTAaOKCcH A nudochopa, OKCUXIOPHT
dhocdopa, N,N'-TUIHKIOTeKCHIKAPOOTUUMU, OKCHJI ATFOMUHUS, TTOTUPOCHOPHYIO KUCIOTY H T.II.

Coenunenne (7), HCTIONIB3yeMOE B MPEICTABICHHON HIDKE PEAKIIMOHHOW cXeMe 3, MOXKET OBITh MOJYyIeHO
u3 coeauHenus (1) B COOTBETCTBHH CO CIIOCOOOM, MOKa3aHHBIM Ha MPEICTABICHHON HIDKE PEAKIIMOHHOW CXeMe
1. B HacrosmmeM onmcaHny, KOTAa UCTIONB3yeTcsi CHMBOI "M", OH 03HaYaeT TraJOTeHH]] MarHUs WU MIEJIOTHON
MEeTaJll, TAKOH KakK JIMTUH U T.II., & PYTHe CUMBOJIBI HUMEIOT 3HAYCHUsI, YKa3aHHbIC BBILLIE.

Peakumnonnas cxema 1
M peakuuAa BOCCTaHOBNEeHWA
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Br
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HO z CHUCNEHUA e 2 ‘ NPHCOBAMHEHNA HOR“ = | Ly RR" 7 |
Na Ny Ny Na
(1 2 (3 {5)

peakuus OKMCﬂer o Br AKLLMH
bTOpMpOBaHKUA
o = 1
N
. AP @
\H, R

Q0
(6) 2 N
RE S

peakuuA cocHeTaHWA R5

Coenunenne (1) MoXeT OBITh KOMMEPYECKH TOCTYITHBIM UJIH MOXET OBITh IMOJTY4eHO B COOTBETCTBUU C U3-
BECTHBIM CIIOCOOOM MIJIM aHAJIOTHYHO.

Coenunenue (3) MOXKET OBITH MOJTYYEHO B3aUMOJCHCTBHEM COEANHEHUS (2) ¢ METAIUIOOPTaHNYECKHM pea-
TEHTOM B COOTBETCTBHH C PEaKLMEH HYKJICO(DHIHHOTO NMPUCOEANHEHHS. [IpuMepsl MEeTalI00OpraHn4ecKoro pea-
TCHTa, KOTOPBIA MOXET HCIIOJ30BAThCS, BKIFOYAKOT OPraHMYCCKUE TaJOTCHUIB MATHUS, OPTaHUYECKUE COCTU-
HCHHS JIUTHUS U T.II.

MerTamroopraHu4ecKiii peareHT MOXKET OBITh OJIYYECH B COOTBETCTBHH C H3BECTHBIM CIIOCOOOM.

CoemmHenne (4) MOXKeT GBITh IONYYCHO, HAIPHMED, OKHCIeHHEM coenuenus (3), rae R* mpencrasmser
co0oit aToM BosIOpOAA.

Coenmnenne (5), rae R’ mpeacrasisier co6oii aToM BOIOPOA, MOKET OBITh MOTYYEHO, HAIPUMEP, BOCCTa-
HOBJICHHEM coenruHeHus (3).

Coemmnenne (5), re R’ npeacrasmsier co6oii C;_q aTKOKCHTPYIITY, MOKET OBITh MOTYYEHO, HAIPUMEP, pe-
aKIueil HyKJIeo(HIHLHOTO 3aMelleHuss coeanHeHust (3) amekTpodrmiioM B NMPHUCYTCTBHM OCHOBaHUS. [IpuMepsr
9MeKTpodrITa, KOTOPHIA MOXET HCIONB30BAThCS, BKIFOYAIOT ANKWITAIOTCHUIBI U T.I. [IpuMepbl ocHOBaHWUS,
KOTOPOE MOKET HCIIOIh30BATHCS, BKIIFOYAOT THIPHIBI IIEITOYHBIX METAIIIOB U T.II.

Coenuuenne (5), rae R* u R’ 06a npenctapisior co6oit aToMbl GTOpa, MOTYT GbITh TIOJTyUEHbI, HAIPHMED,
¢ropupoBanuem coenunenus (4). [Ipumepsl peareHTOB, KOTOPBIE MOTYT HCIOJIB30BATHCS, BKIIIOYAIOT (HTOPHU-
pyloIue areHTsl, Takue kKak Tpudropun aumatuiamuaocepsl (DAST), tpudropun 6uc(2-MEeTOKCHITHI aMUHOCE-
pet (BAST), 1,1,2,2-terpadtopaTinn-N,N-mumetunamud (TFEDMA) u T.11.

Coenunenwre (7) MOXKeT OBITh IMONYYCHO peaknuel codetanus coenuHeHus (5) u coenunenus (6). Coenn-
HeHue (6) MOXKeT OBITh KOMMEPUYECKH IOCTYITHBIM WM MOXET OBITh IOJIYYeHO B COOTBETCTBHH C M3BECTHBIM
Croco0OM WIIH aHAJOTHYHO.

Coenunenne (7) Takke MOXET OBITh MOITYYCHO U3 coeAMHEHHS (8) B COOTBETCTBHH CO CITOCOOOM, ITOKa-
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3aHHBIM Ha TPEJCTABICHHON HIDKe peakunoHHOH cxeme 2. CumBon "Hal", korna mcmonb3yercs B HacTOSIIEM
OIHCAHMH, O3HAYACT aTOM TanoreHa, cuMBoisl "LG'" i "LG™ He3aBHCHMO 03HAYaKOT yAaIsSeMyio TPYIIy, a
JpyTHe CUMBOJIBI IPUHIMAIOT 3HAYEHHS, ONPE/ICIICHHBIC BBILIIE.

Peakumonnas cxema 2
(&)
o G ®
peakuus

Ré  NO; peaxuus R* R® NOz hyrneodunsHoro NO2 poakuun NH,
RS A Bons-Lurnepa Hal / 3amMeLleHns RS TN BOCCTAHOBNEHUA RS NF
R R
Nay | Nay ! Nz l Ny !
(8) (@) _ an (12
/\\3!,\ 1 2 2
R! LG R—-LG

{13)

Q
\‘Sf/o peakums 2 0\\ ,,0
HN" S R? HyKneodUnLHoro RAN-S R

peakuua 3amMelleHna

CyNsthaHUNaMUANPOBAHUA R;

5.
RR4 o
N

(14) (7}

Ipumeps! "yaamsemoii rpymmbt”, npeacrapnernoit LG' mwim LG, BKIIOYAIOT aTOMbI TAIOTEHOB, HEOOs3a-
TENBHO TayioreHupoBaHHBIE C| AIKHICYNb()OHIIIOKCHTPYIITEI (HApUMEp, METAHCYIb(QOHIIOKCH, ITAHCYIIh-
dhonmokcH, TpuGTOpMETaHCYITbPOHUIOKCH), Cg_14 APUICYITHGOHMIOKCUTPYIIINHI, HEOO3aTEILHO 3aMeleHHBIE
C\.¢ QIKIIIOM (HarmpumMep, 6€H30JCYIbPOHUIOKCH, TOIYOJICYTb(HOHMIOKCH) | T.11.

Coenunenue (8) MOXeT OBITh KOMMEPUYECKH JOCTYITHBIM MIIA MOXKET OBITh MOJIYYE€HO B COOTBETCTBUU C U3-
BECTHBIM CIIOCOOOM MIJIM aHAJIOTHYHO.

Coenunenne (11) MoxeT OBITH OTYyYeHO B3auMoJeiicTBueM coenuueHust (9) ¢ coequnaenueM (10) B cooT-
BETCTBHH C peaknueil HykieodunpHoro 3amenienus. [Ipumepsr coenunenus (10), KOTOpoe MOXET HCIIOIb30-
BaThCsI, BKJIFOYAIOT [IUKIMICCKHE aMUHBI (HATIPUMED, TUPPOIUIANH, MUIICPUINH), THpa3oa U T.m. Kpome Toro, B
PEaKIMOHHYIO CHCTEMY MOXET OBITh 00aBIEHO OCHOBaHHE. [IpuMepsl OCHOBaHHUN BKIIIOYAIOT HEOPTaHUYECKHE
OCHOBAHHS, OPTaHUYECKIE OCHOBAHMS, THAPHUIBI MICTOYHBIX METAJUIOB U T.II.

Coenunenwne (14) MoXxeT OBITH TOJydeHO B3amMojieHcTBUEM coenuHenus (12) ¢ coenunenuem (13) B co-
OTBETCTBHH C peakIiel Cynb(paHUIAMAIIPOBAHUS B IPUCYTCTBHE OCHOBaHUS. [IprMepsl OCHOBaHUS, KOTOpPOE
MOJKET HCIT0JIb30BAThCS, BKIIIOYAIOT OpraHndeckrne ocHoBaHus u T.11. CoenuHenue (13) MoxeT ObBITh KOMMepUe-
CKH JTOCTYITHBIM MJIM MOYKET OBITh ITOTyYCHO B COOTBETCTBHUHU C U3BECTHBIM CIIOCOOOM.

Coenunenue (7) MOXKeT OBITH MMOJY4E€HO B3aMMOJICHCTBHEM coeMHeHMs (14) B COOTBETCTBHM C peakuuei
HYKJI€O(HIBHOTO 3aMEIIEHUs ¢ 3JIEKTPO(GIIOM B MPHUCYTCTBUU OCHOBaHUS. [IpuMepsl aiekTpoduia, KOTOPHIH
MOXET HCIIOJIb30BAThCsl, BKIIOYAIOT AJKHITAJIOTCHUABI U T.1. [IpIMephl OCHOBaHUS, KOTOPOE MOXKET MCIOIb30-
BaThCsI, BKIIFOYAIOT THAPUIBI IEJIOYHBIX METAJIIOB | T.II.

Coemunenrie (Ia) u coemunenue (Ib), koTopsie npenacraBisitoT codoii coenunenue (1), rme kompo A mpen-
CTaBJISIET OO0} MUIIEPUINHOBOE KOJIBLIO, MOTYT OBITH TIOJIy4€HBI N3 coeAnHEHHs (7) B COOTBETCTBHH CO CIIOCOOO0M,
TOKA3aHHBIM Ha [PHUBEICHHOMN Jaiee PeakiioHHoH cxeme 3. CumBon "LG™", Kora HCIOIb3yeTcs B HACTOSILEM
OIMMCAaHUM, 03HAYACT YAAIIEMYIO TPYIILY, a APYTHe CUMBOJIBI IPUHIMAIOT 3HAUYCHMS, OTIPE/ICIICHHBIC BEIIIIE.

Peakunonnas cxema 3

R3-LG?
(15)
0\\ //O Q\ //O 0\\ /O
RZ g peakuma R2 '8 peakuns Rz ¢’
“N°""R1 BoccTaHoBneHus N TR KOHAEHCALMM “NTOCRY
RS-A_~ R - - - =R
R | R* R
N HN R N

@) (la) (Ib)

IpumMeps! "yransemoii rpymmbl", mpeacTaBIeHHol Kak LG, BKIIOYAIOT TPYIIBI, KOTOPHIC PHBEICHH B
KauecTBe MPUMEpOB "yaanseMoit rpymmsl", npeacraBnensoi kak LG' wm LG,

Cocnunenne (Ia) MoxeT OBITH MONYYEHO peaknueil BoccTaHoBIeHUS coenuHeHus (7). [Ipumepsr Boccra-
HOBUTEJS, KOTOPBII MOXET HCIIOJIb30BaThCs, BKIIIOUAIOT KaTAIN3aTOPBI, TAKHWE KaK MaIaJuid Ha yrie, pOJuH,
IUIaTHHA Ha yTJIe | T.1I.

Coenunenne (Ib) MokeT OBITH MOJIydeHO peakiueil koHaeHcanuu coequHeHus (Ia) u coemmnenus (15).
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Ipumeps! coemunaenus (15), KOTOpOE MOXKET HCIOIB30BATHCS, BKIIOYAIOT aAl[MIITAIOTCHHUIBI, TAKUE KaK XJIOpPaH-
THIIPHUIBI KUCIIOT, OPOMAHTHIPHUIBI KUCIOT, aJKIIXIOP(HOPMHUATHI, KapOAMOWIXIOPUILI U T.II.; aKTHBUPOBAH-
HBIe KapOOHOBBIC KHCIIOTHI, TaKWe KaK aHTUAPHUABI KHCIOT, aKTHBUPOBAHHBIE CIOXKHBIE d(UPHL, CyIb(aTHBIE
cnoxxusie 3¢upsl u T.11. [IprMepsl aKTHBUPYIOMIETO areHTa Ay KapOOHOBOW KHCIIOTHI BKIIOYAIOT KapOOIuH-
MUJHBIE KOHICHCHPYIONINE areHThl, TaKue KaK THAPOXJIOPUA 1-3Twi-3-(3-AuMeTHIaMHUHOIIPOIINI )Kap-
6omuumuaa (WSCD) u T.1.; Tpua3WHOBBIE KOHACHCHPYIOIIHE areHTHI, TaKWe Kak H-TUapaT xjopuaa 4-(4,6-
mumeTokcH-1,3,5-tpuasun-2-mn)-4-metmmopdonuaust (DMT-MM) u T.m.; areHThl KOHACHCAIMH CJIOKHBIX
KapOOHATHBIX 3QUpPoB, Takue kKak 1,l-kapbormnmguumunazon (CDI) u T.m.; mudenundocdopmnazun (DPPA);
coib OeH30Tpuaszod-1-mnokcu-rpucanmermnamuaopochonuss (BOP pearent); #omua 2-xiop-1-merwianupu-
quHAA (peareHT MykaiisimMa); THOHWIXJIOPHUT; HU3IIHNE ATKIITaI0reH)OPMHUATEI, TAKUE KaK STHIXIOPPOPMHAT U
T.11.; rekcapropdochopar O-(7-azadbenzorpuazon-1-mr)-N,N,N',N'-rerpamermnyponus (HATU); cepnas xucmo-
Ta; UX KOMOMHAIMH U T.I. Kpome Toro, B peakMOHHYIO CHCTEMY MOXET 100aBisThcs ocHOBaHue. [Ipumeps! oc-
HOBaHHY BKJIFOYAOT HCOPTraHWYCCKUE OCHOBAHUS, OpraHMYCCKHE OCHOBaHUS U T.I. Korma mcmons3yercst kap0Oo-
JIMMUTHBIN KOHICHCUPYIONIUIA arcHT, B PEaKIHOHHYIO CUCTEMY TaKXKe MOTYT JJOOaBIAThCS TaKKe T0OaBKH, Kak 1-
runpokcnoenzotpuazon (HOBt), N-ruapoxcucykimanvu (HOSu), mumermnamunomupuana (DMAP) u T.1.

Coemunenne (Ic) u coenunenue (Id), koTopsie mpencrasmsior coboii coemunerue (I), rne R? mpexcrapmser
co6oit aToM Bogoponia, u coequHeHue (1) MOryT OBITH MOJTy4eHBI U3 coenHeHus (16) B COOTBETCTBHUU CO CIIOCO-
GOM, [PEICTABICHHBIM Ha PeaKIUOHHOM cxeme 4. CumBox "P'", Koria MCIIONB3yeTcst B HACTOSIIEM ONHCAHUH,
npezcTaBiseT coboi sammTHY0 rpymy, LG® npeacraBiser coboif yaanseMmyio Ipymiy, a ApyrHe CHMBOJIBI
NMPUHUMAIOT 3HAYCHUS, OIPE/ICTICHHBIC BBIIIIE.

Peakuuonnas cxema 4

00

R* R17OLG!
7 peakuus (20} o
pearuus BOCCTaHOBUTENEHOTO S0
O hyrkneotunsHoro RS O aMAHMpOBaHHA RS NH, g)?g;{c%waﬂwnammwpoaamﬂ RS HN_S“f
3aMeLLeHns 4 Re RY R
R - . A A
(18) (18) (19 {21
O e o (3
25 {i5) 00 peakuns R2 O,
1> . N i .,
yaaneHve R&. HN—:I:_‘,"’ peakuyuna HN-8” HykneodunsHoro RS N—JS\/
3aluTEl RS : Rt KOHAEHcauuu R 3aMelLeHus o n R
HN N N

) (1) 0

[IpuMepsl "'3aIMUTHON IPyYIIB", IPEICTABICHHOM P!, BKIIOYAIOT TPYIIbI, MPHBEICHHBIC B KAYECTBE MPH-
MEpOB BBIIICYTIOMSIHYTOH "3aIIUTHON TPYIIHI [UTI aMHHOTPYIIIBI M apPOMAaTHIECKOTO TETEPOLIMKIA, TAKOTO KaK
MMUA30J1, TUPPOI, HHIOM U T.IL.".

Tpumeps! "ymansieMoii rpymmbr”, mpeacTaBieH ol kak LG, BKIIOYArOT MPYIIIBL, PHBEICHHBIE B KAYECTBE
npruMepoB "yramsieMoii rpymms”, npeacrapnennoi kak LG' win LG

Coenunenne (16) u coenuaenue (17) MOryT OBITh KOMMEPUYECKH JOCTYITHBIMU WJIM MOTYT OBITH TTOTYYCHBI
B COOTBETCTBHHU C U3BECTHBIM CIIOCOOOM MIIM aHAJIOTHYHO.

Coenunenue (18) MoxeT ObITH MONTydeHO B3amMoeiicTBieM coenunenus (16) ¢ coenunenuem (17) B co-
OTBETCTBHH C PEaKIUe HYKICO(MIEHOTO 3aMEICHIs B MPUCYTCTBUU OCHOBaHMA. [IprMepsl OCHOBaHMS, KOTO-
pO€ MOXET HCIOJB30BAThCS, BKIIOYAOT THAPUALI MICIOYHBIX METAIIOB, OPTAaHWMYCCKHE COCAWHCHHS JIUTHS U
T.II. AJIbTEpPHATHBHO, coequHeHne (18) Takke MOXKET OBITh MOJYYEeHO ABYXCTAIMHHOHN peakuuew, T.e. ImpeBpa-
ImeHneM coenHeHust (16) B COOTBETCTBYIOIINI €HAMHH C MOCIEAYIOIINM B3aMOJICHCTBHEM €HaMHHA C COe/IU-
Henuem (17).

[Ipumepsl amMuHA, KOTOPBI MOJKET HCIOJB30BATHCS IS MOJMYyYEHHsS CHAMHHA, BKIIOYAIOT ITHPPOJIHINH,
MopdonuH, N,N-IuMeTIITHIpa3uH U T.I. B peaknuoHHyto cucteMy eHaMHuHa U coenuHeHus (17) MoxeT n00aB-
JSTBCSL OCHOBaHUE. [IprMepsl OCHOBaHMS BKITIOYAIOT THAPHUIBI IMIETOYHBIX METAJUIOB, OPTaHHYECKUE COCTUHEHHS
uTest B T.11. KpoMme Toro, ISt yCKOpeHHs peakiy B PEaKIMOHHYIO CHCTEMY MOXKET JOOaBIATHCS KaTaau3aTop.
IIpumeps! KaTanu3aTopa, KOTOPBI MOKET UCTIONB30BATHCS, BKIFOUAIOT HOIM] TETPA0YTHIAMMOHUS U T.11.

Coenunernne (19) MoxeT OBITH MONYYEHO PeaKIMell BOCCTAHOBHTEILHOTO aMHUHUPOBAHHS COCIUHCHHS
(18). Ilpumepsl BOCCTAaHOBUTENS, KOTOPBI MOXET HCIOJIB30BATHCS, BKIFOYAOT TPUAICTOKCHOOPOTHAPHI Ha-
TpHs, TUAHOOOPOTUAPU HATPHS, BOIOPO]I, MyPaBBHHYIO KUCIOTY U T.II. [IpuMepsl aMuHa, KOTOPBIA MOXKET UC-
MOJIb30BATHCS, BKIFOYAIOT aMMHUAK | T.M. KpoMe Toro, B peakiMOHHYIO CUCTEMY MOXET JO0aBISATHCS METaJLIH-
YeCKHi KaTamu3aTop. [IpuMephl KaTann3aTopa, KOTOPBIA MOXET HCIIONB30BAThCS, BKIIFOYAIOT UPUINEBEIC KaTa-
JU3aTOPHI U T.II. AJbTEpHATUBHO, coeanHeHne (19) Taxke MOXKET OBITh MOJYYCHO ABYXCTAJIMHHON pEaKIhei,
T.e. IIpeBpaleHneM coequHeHus (18) B COOTBETCTBYIONIHI OKCHM C MOCIETYIONINM BOCCTAHOBIICHHEM OKCHMA B
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COOTBETCTBUM C pPeakmueil BoccTaHOBJICHUS. [IprMepbl aMHHOB, KOTOPBIE MOTYT HCIIONB30BAThCS IS TOJTy4e-
HUS OKCHMA, BKITFOYAIOT THIPOKCHIAMUH, O-METHITHIPOKCHIAMUH | T.I. [IpUMephl BOCCTAHOBUTEISI, KOTOPBIH
MOJKET HCIOJIb30BaThCS, BKJIFOYAIOT OOpaHbl, TaKMe KaK KOMILIEKC OopaHa W TeTparuapodypana u T.I., 60po-
THIpHUI HATPHA U T.II. KpoMe TOro, B pEakIMOHHYIO CHCTEMY MOKET T00aBISTHCS METAUNTMICCKUAN KaTalu3aTop.
IIprmMeps! KaTanm3aTopa, KOTOPBIH MOXKET MCIIOIB30BAThCA, BKIIIOUAIOT TPHOKCHA MOJUOICHA U T.11.

Coenunenwne (21) MoxeT OBITH TIOydeHO B3amMoeicTBrUeM coenuHenus (19) ¢ coenunenuem (20) B co-
OTBETCTBHH C peakuerd cyabhaHIIMUINPOBAHII B MPUCYTCTBHH OCHOBaHUSA. [IpuMepsl OCHOBaHHS, KOTOPOE
MOJKET HCITOJIb30BAThCS, BKITIOYAIOT OpraHndeckrue ocHoBaHus H T.11. CoequHenue (20) MOXeT OBITh KOMMepUe-
CKH JTOCTYITHBIM WJIH MOXKET OBITh IOJTyYEHO U3BECTHBIM CITIOCOOOM.

Coenunenne (Id) Moxer ObITH TONydeHO B3aumoJeiicTBueM coenuHenus (Ic) u coenunenus (15) B coort-
BETCTBHU C peakiueil koHaeHcarmu. [Ipumepst coequuaeHus (15), KOTOpOE MOKET HUCIOIB30BAThHCS, BKIFOYAIOT
AIMIITaJIOTCHUIBI, TAKAE KaK XJIOPAHTHUIPHUIBI KHCIOT, OPOMAaHTHIPUIBI KUCIIOT, alKHIXIOPPOpPMHATHI, KapOa-
MOWJIXJIOPHIBI U T.I1.; aKTHBHPOBAHHBIC KaPOOHOBBIE KUCIIOTHI, TAKUEC KaK aHTUAPUIBI KUCIIOT, aKTHBHPOBAHHBIC
CJIOJKHBIC A(HPHI, CIIOKHBIC CYyb(aTHbIe 3pups! U T.11. [IprMepsl aKTHBUPYIOIIETO areHTa KapOOHOBOW KHCIOTHI
BKITIOYAIOT KapOOANMMHUIHBIC KOHACHCUPYIOIINE areHTH, TaKHe KaK TUAPOXIopu 1-3Twin-3-(3-1uMeTHIaMuHO-
npormin)kapooguumuaa (WSCD) u T.11.; Tpra3uHOBEIE KOHACHCHUPYIONINE areHThl, TAKUE KaK H-THAPAT XJIOPHIA
4-(4,6-mumertokcu-1,3,5-tpuazun-2-un)-4-metunmopdonuaus (DMT-MM) u T.11.; areHThl KOHJIEHCAITUN CJIOXK-
HBIX KapOOHATHBIX 3(QUpOB, Takue Kak 1,l-kapbormnmuumumazon (CDI) u T1.m.; mudenundochopmmazumg
(DPPA); conp 6eH30TpHa30d- 1 -miokcu-Tpucaumermiamuaodochonus (BOP pearenr); ioaun 2-xmop-1-meTrir-
nupuAnHUS (peareHT MyKaifsiMa); THOHWIXJIOPU, HU3IINE aJKIITaJoreH(popMuaTsl, Takue Kak dTHIXIOpdop-
MHaT U T.IL; rekcapropdochopar O-(7-azabensorpuazon-1-mm)-N, N,N',N'-rerpamerniyponuss (HATU); cep-
HYIO0 KHCJIOTY; UX KOMOWHAIMY U T.1. KpoMe TOro, B pPEakIMOHHYIO CHCTEMY MOXET JOOaBIATHCS OCHOBAHHE.
[IprMepsl OCHOBaHHS BKJIFOUYAIOT HEOPTAaHUUCCKUE OCHOBAHMS, OpPraHWYeCKHE OCHOBAHUS U T.1. Korma ucmois-
3yeTcs KapOOIUUMUIHBIN KOHJICHCUPYIOIIMN areHT, B PCAKIIMOHHYIO CHCTEMY MOTYT TaK:KE BBOJHTHCS TaKHE
nobaBku, kak 1-ruapokcubenzorpuaszon (HOBt), N-rugpokcucykiuanmun (HOSu), mumerninaMuHOTUPUAWH
(DMAP) u T.11.

Coenunenne (I) Moxker ObITh ModydeHO u3 coenuHeHus (Id) peakiueit HykneopHILHOTO 3aMEIICHUS C
3IEeKTPO(HIOM B IPUCYTCTBHH OCHOBaHUA. [IpuMeps! anmekTpoduia, KOTOPEIH MOXKET HCIIONB30BATHCS, BKIIIO-
YaroT aJKWITAJIOTEeHHU U T.11. IIpuMepsl OCHOBaHUS, KOTOPOE MOXET HCIOIB30BATHCS, BKIFOYAIOT THAPHIBI IIe-
JIOYHBIX METAJUIOB H T.II.

B mosrygenHoM TakuM obpaszom coeawHennu (I) BHyTpuMoneKymspHas (yHKIMOHAIBHAS TPYIIA TaKkKe
MOJKET MOJBEPraThCs MPEBPAIICHHUIO B IEJICBYIO (QYHKIIMOHATIBHYIO TPYIIIY C TIOMOIIBIO M3BECTHBIX KOMOMHA-
U XUMIYECKUX peakiuid. [IpuMepbl XUMIUYECKON PEaKIMU BKITFOYAIOT PEAKIIAI0 OKUCIICHISI, PEAKIHIO BOCCTA-
HOBJICHHS, PEAKLHUIO AIKWIMPOBAHUS, PEAKIMIO AMIMPOBAHUS, PCAKIIMI0O 0OpPa30BaHUS MOYCBHHBI, PEAKIIUIO
THIIPOJIH3a, PEAKINI0 aMIHHUPOBAHIS, PEAKIIUIO dTCPUPHUKAINH, PEAKIIHIO apUILHOTO COYCTAHUS, PEaKI[UH y/ia-
JICHUS 3aIIUTHI U T.11.

B npencraBneHHOM BhIIIe crioco0e MOJTydeHus, KOTia HCXOJHOE COSIMHEHNE COJEPKUT aMUHOTPYIIITY, Kap-
OOKCIIIHHYIO TPYIINY, THAPOKCHIFHYIO TPYIITY, KapOOHMWIBHYIO TPYIITYy MIIH MEPKAaNTOTPYIITy B KadyecTBE 3aMec-
TUTEJA, B 3TU TPYIIHI MOXXET BBOJUTHCS 3aIUTHAS TPYIIIA, OOBIYHO MCIIONB3yeMast B XUMHH HENTHIIOB, U TIPH
HEOOXOANMOCTH IIEJIEBOE COSTNHEHUE MOXKET OBITh MTOTYIEHO YAAICHHEM 3alIUTHON TPYIITBI TTOCIIE PEaKITHH.

Coenunenwe (1), moaydeHHOE ¢ TIOMOIIBIO TMPEACTABICHHOTO BHIIIE CIIOCO0a MOyUEHHUs, MOXKET ObITh BBI-
JIEJICHO M OYHMIIEHO W3BECTHBIMH CIIOCOOaMU, HApUMep SKCTPAKIMEH pacTBOPHUTEISMH, KUAKOCTHEIM IIpeBpa-
nieHueM, (a30BBIM IIEPEX0I0M, KPUCTAILTH3ANUEH, IepeKpUCTaALTU3AIIeH, XpoMaTorpaduei 1 T.11.

Korna coennnenue (I) nmeer onTrieckuii ©3oMep, CTEPEON30MEpP, PETHOM30MEP U pOTaMep, ITH COeTUHE-
HUS TaK)Ke BKIIOUCHBI B ompeenicHue coenuHeHus (1), u KaxIbplid U3 HUX MOXET OBITh TIOJIYYCH B BHJIC CIUHCT-
BEHHOTO MPOJYKTa M3BECTHBIM METOJIOM CHHTE3a WU M3BECTHBIM METOJIOM pasieiicHus. Hampumep, koraa co-
enunenue (1) cymecTByeT B (pOpME ONTHYECKOTO M30MEPA, BBIICICHHBIA ONTHYCCKUN H30MEP TaKXKE SBISACTCS
coequuaeHueM (I).

OnTHYeCKUi H30Mep COTIIACHO HACTOSIIEMY H300PETEHHIO MOXKET OBITh MOJIYYE€H U3BECTHBIM CIIOCOOOM.

Coenunenne (I) MokeT OBITH KPUCTAIUTHYECKUM.

Kpucrammmuaeckoe coennnenne (I) (3meck u amee MHOTAA COKpAIIEHHO HAa3BIBACTCS KPHUCTAJUIOM IO Ha-
CTOSIIIIEMY U300PETEHHIO) MOXKET OBITh MOYYCHO KpHcTaun3anueii coenuaenus (I) ¢ ucrnomp3oBaHueM MeToIa
KpUCTAJUTU3aLMH, KOTOPBIM U3BECTEH KaK TaKOBOA.

B Hacrosmem onmvcaHuM TEpMUH ""TeMriepaTypa IulaBieHus" 03HauaeT TeMIepaTypy IUIaBICHUS, U3MEPEH-
HYIO, HalpuMep, ¢ MOMOUIBIO anmapara Ui U3MepeHusl TemrepaTypsl Mukporutasienus (Yanako, MII-500D
wi Buchi, B-545), ammapara JICK (auddepenumansuoit cxanupyromei xanopumerpun) (METTLER
TOLEDO, DSC1) n t.1.

OOBIYHO TeMIIepaTypa IUIABJICHUS MOXCET B HEKOTOPBIX CIyYasX H3MCHATHCS B 3aBUCHMOCTH OT HU3MEpH-
TEJNBHOTO YCTPOWCTBA, COCTOSIHUS, TIPU KOTOPOM MPOBOIUTCS M3MEPCHUE U T.I. KpucTamn B HACTOSIEM oruca-
HUH, MOXET TPEACTABIATH COOOH KPUCTAI C TEMIIEPAaTypOl IUIABICHUSA, KOTOpas OTIMYACTCS OT 3HAYCHHIA,
OTIMCAaHHBIX B HACTOSIEM OITMCAHWW NPH YCJIOBHH, YTO pa3sHHUIA HAXOTUTCA B IIpelellaX MHTepBaja OOIINX
OIMOOK.
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Kpucrann mo HactosimieMy M300pETEHHIO SIBISIETCSI MPEBOCXOTHBIM O (DU3UKO-XUMHUYECKUM CBOMCTBaM
(HanpuMep, 10 TeMIlepaType IUIABJICHHS, PaCTBOPUMOCTH, CTaOMIBHOCTH) M OHMOJIOTMYECKHUM CBOMCTBaM (Ha-
nmpuMep, mo ¢GapMaKOKHHETHKE (BCAChIBAEMOCTH, PACHpPEIEICHNI0, METab0IM3My, IKCKPEINH), MPOSBICHHUIO
3(h(HeKTUBHOCTH) U ABISETCSA YPE3BBIUAHO ITOIE3HBIM B Ka4eCTBE JIEKAPCTBEHHOTO CPE/ICTBA,

Coenunenne (I) MOXET HCITOJIB30BATHCA B KAa4eCTBE MPOJICKapCTBa. TepMUH "MPOJEKAPCTBO COCTUHEHUS
(D" o3HagaeT coenuHeHUE, KOTOpOE MpeBpamaeTcs B coenquuenune (I) mo HacTosAmEeMy N300pETEHHUIO TIPH B3au-
MOJICHICTBUHU C (PEpPMEHTOM, JKEITyIOYHOW KUCIOTON M T.[. B (PM3UOJOTHUCCKUX YCIOBUSAX JKUBOTO OPTaHHU3MA,
T.e. COCIMHEHHE, KOTOpoe MpeBpamaercs B coenuHerne (I) mo Hacrosmemy n300peTeHHIO B Pe3yIbTaTe OKHC-
JICHUsI, BOCCTAHOBJICHUS, THAPOJIM3a U T.J. MOJ JIeHcTBHEM (epMEHTa; COCANHEHNE, KOTOPOE NMPEBPAIACTCs B
coenunenue (I) mo HacrosIeMy H300PETEHUIO B pe3yIbTaTe THAPOJIM3a U T.J. O] AEHCTBUEM KEeIyJOYHON KHU-
CJIOTHI H T.JI.

IMponexapctBo coeanHenus (I) MOXET MpeACTaBISTE COO0H

COCITMHEHUE, TIOTYYCHHOE AIMIMPOBAHUEM, AIKHINPOBAHUEM WK (HocHOpUINPOBAHINEM aMHHOTPYIIIIEI B
coenunenun (1) (HampuMmep, coeqUHEHHE, MTOMYYEHHOE €HKO3aHMINPOBAHUEM, alaHIIMPOBAaHHEM, NEHTHIAMH-
HOKapOOHWINPOBaHUEM, (5-METHI-2-0KCO-1,3-THOKCOIeH-4-MT)METOKCUKAPOOHWINPOBAHUEM, TETparuapody-
PaHWIMPOBAHUEM, NMHPPOTUAWIMETIIINPOBAHIEM, MHUBAIOMIOKCHMETINIUPOBAHUEM, TPET-OyTIIIMPOBAaHUEM H
T.II. aMHHOTPYTIHI B coeauHernH (I));

COCAMHCHNUE, TONyYCHHOE aIlIMPOBAaHMEM, ATKIIIMpOBaHUEM, (hochopHIHpoBaHHEM WIH OOPHPOBAHHEM
THIPOKCWIBHON Tpymmbl B coeauHennd (1) (Hampumep, coenuHeHNe, OTyUYeHHOE alleTHINPOBAHUEM, TaJTbMUTOH-
JMPOBaHKEM, IMIPOIAaHOMIMPOBAHUEM, TTHBATOWINPOBAHNEM, CyKIMHIIMPOBaHHEEM, (hyMapHIIMpOBaHUEM, aJlaHU-
JUPOBAHKEM, TUMCTHIAMIHOMETIIKAPOOHWINPOBAHUEM | T.JI. THAPOKCHUIILHOH rpymmbl B coeauHeHu (1));

COCMHEHUE, MOJTyYeHHOE dTepr(uKanyeil Wi aMUIUpOBaHUEM KapOOKCHIIBHOW TPYIIIBI B COCANHEHUH
(I) (manpumep, coenuHeHME, MONyYEHHOE ATWIBTepUUKannel, peHmmTepudukanmeii, kKapOOKCHMETHIITEPHU-
(bukaiue, TMMETUIAMUHOMETIIIATepH(pUKALINCH, THBATIOUIOKCUMETHIITEpUDUKAITUCH, ITOKCHKAPOOHIIIOKCH-
stwTepudukanmedi, ¢ramuammdTepudukaned, (5-MeTHI-2-0KC0-3-THOKCONEH-4-MT)MEeTHIITepUpUKALIUEH,
IIUKJIOTeKCHIIOKCUKApOOHMIA THIITepHUPHUKaei, METHIAMAAUPOBAHUEM H T.J. KapOOKCHIBHOM TPYIIIEI B CO-
equaennd (1)) u 1.1, JIro6oe U3 ITUX COeMMHEHUI MOKET OBITh MOJydeHO U3 coenuHeHus (I) B COOTBETCTBHUM C
M3BECTHBIM CITIOCOOOM.

IIponekapctBo coenmuaenus (1) Takke MOXKET MPEACTABIATE COO0I coeMHEHHE, KOTOPOe MPEBpamaeTcs B
coenuaenue (I) B hU3MOTOTHIECKUX YCIOBUAX, TaKUX Kak ycimoBus, onricanubie B [YAKUHIN mo KAIHATSU
(Development of Pharmaceuticals), Vol.7, Design of Molecules, p. 163-198, Published by HIROKAWA SHO-
TEN (1990).

B Hacrosmiem omnrcaHuM MPOJIEKapcTBO MOKET 00pa30BHIBATE COJb, M B KAYECTBE TAKOW COJM MOTYT OBITH
YIIOMSIHYTHI COJIM, IPUBEJICHHBIC B KAYECTBE PUMEPOB COJICH COeTMHEH NS, TIpeJIcTaBIeHHOTo hopmyioi (I).

Coenunenne (1) MokeT OBITH TOMEYEHO U30TOTIOM (HATIpUMED, 3H, 13C, 14C, 'F R 35S, 125I) U T.IL

Coenunenue (I), MeyeHHOE MM 3aMELICHHOE M30TOIIOM, MOXET HMCIOJIb30BaThCs, HAlPpUMeEp, B Ka4eCTBE
MHJMKAaTOpa B MO3UTPOHHO-O9MHUCcCcHOHHOM ToMorpadun (IIDT) (IIOT Bu3yanuzamnms) U MOXKET NPUMEHATHCS B
001acTH MEIUIMHCKOW AUArHOCTHKH U T.II.

Kpowme Toro, coeaunaenue (I) MOXKeT mpeaCTaBIATsL COOON THAPAT WK He OBITh THIPATOM HITH HE OBITH COJb-
BaTOM (HAIIPUMED, TPEACTABIATL COO0H aHTHIPUT), HITH MPEIICTABIATH COOOM CONMbBAT (HAITpUMeEp, THAPAT).

Coemunenne (1) Takke BKIIOYaeT KOBSPCHOHHYIO (hopMy aeiftepust, B kotopoii 'H mpespamaetcs B “H(D).

Kpome toro, coequnenne (I) MoxeT mpencTaBisaTh coOOl (apMameBTHYECKH TMPUEMIIEMBIA COKPUCTAILT
WY COKPUCTAJUINYECKYIO coiib. TepMuH "cokpucTanma" WM "CoKpUCTaIINUecKasl Colb'" 03HAUaeT KPUCTAJINYE-
CKOE BEIECTBO, KOTOPOE COCTOMT M3 JBYX MM OoJiee TBEPABIX IPH KOMHATHOM TeMIiepaType BemecTs, Gusnye-
CKHE CBOHCTBAa KOTOPHIX (HAmpUMeEp, CTPYKTypa, TeMIIeparypa IUIABICHUs, TeIUIOTA IJIaBICHUS, THIPOCKOTNY-
HOCTb, PaCTBOPUMOCTH M CTAOWIIBHOCTB) pasznuyarorcsi. COKpUCTAUT M COKPUCTAIIIMYECKAs! COJIb MOTYT OBITH
MOJIYYEHBI € TIOMOIIBIO METO/1a COKPUCTAIIN3AINH, KOTOPHIA M3BECTEH KaK TAKOBOM.

Coenunenue (1) mm ero mposexapcTBo (37e€ch U Jajee ISl IPOCTOTHI COKPAIIEHHO Ha3bIBacMbIe COETMHE-
HHEM TI0 HACTOAIIEMY M300pPETEHUIO) MOYKET BBOAUTHCS MIICKOMUTAIONINM (HAIIPUMeEp, 9EIOBEKY, MBIIIH, KPBI-
ce, KpoJIMKy, cobake, KOITKe, KOpOBe, JIOMAAH, CBUHLE, 00e3bsHE) caMo Mo cebe uinu B Gopme papmareBTrye-
CKOM KOMIO3HITHS (TakKe Ha3bIBAEMOW JIEKAPCTBEHHBIM IpPEMapaToM) IPH CMEIINBAHUH € (hapMaKOJIOTHIECKU
MPUEMIIEMBIM HOCHTENIEM M T.J. B Ka4eCTBE CPEACTBA IS NMPO(MIAKTHKY WIH JECUCHHS Pa3NIUYHBIX 3a00ieBa-
HUM, YKa3aHHBIX HUXKE.

B kauecTBe (hapMaKoIOTHYECKH NMPHEMIEMBIX HOCHUTENEH MOTYT HCIOJB30BATHCSA PAa3IMYHBIC OpTaHHYe-
CKHE WJIM HEOpraHWYECKHe MaTepHajbl HOCUTENEH, OOBIYHO UCIIOIb3yeMbIe B KauyecTBE MaTEPHANIOB IS IOJTY-
yeHust npenapaToB. OHU BBOISITCS B KaUECTBE AKCIMIMEHTA, CMa3bIBAIOIIETO BEIIECTBA, CBA3YIOIIETO BEIIeCTBa
W JIC3UHTETpUPYIOIIEH 100aBKH Il TBEPABIX IPENapaToB; WM B KAUECTBE PACTBOPUTES, COTIOOMIH3HPYIOLIe-
TO areHra, CyCIICHANPYIOLIETO BEIIECTBAa, M30TOHHYECKOH m00aBKkH, Oydepa M CMATYaromero CpeacTBa st
KUJIKUX TIPENapaToB; ¥ T.I1.; U MPH HEOOXOAMMOCTH B TpemapaT MOTYT JOOaBIATh TAKUE HOOABKH, KaKk KOHCEP-
BaHT, aHTHOKCHJIAHT, KPACUTEIIh, ITOJICTACTUTENh U T.II.

[IpennouruTensHBIe MPUMEPHI SKCIUIUEHTA BKIIOYAIOT JAKTO3y, caxaposy, D-manauT, D-copbut, Kpax-
MaJl, KEeIATHHUPOBAHHBIN KpaxMmall, JeKCTPUH, KPUCTAJUIMIECKYIO LEJUII0N03y, HU3KO3aMEIICHHYIO THAPOKCH-
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MPOTMIIIEIUTIONO03Y, HATPHUEBYIO COJIb KApOOKCHMETHIILIEILUTION03bI, TyMMHUApaOuK, IyJUTyJIaH, JerKyto 0e3BoIHas
KPEMHHEBYIO KUCIIOTY, CHHTETHYECKHI CHIIMKAT aJIFOMUHUS 1 aJIFOMOMETaCHIINKAT MarHus.

[IpennodrnTensHBIe MPUMEPHI CMAa3bIBAIOIINX BEIISCTB BKIIOYAIOT CTEapaT MarHus, CTeapaT KaJbLus,
TaJNbK U KOJUIOMIHBIA JHOKCHUI KPEMHUSI.

[IpennournuTensHBIE TPUMEPHI CBA3YIOIIETO BEIIECTBA BKIIIOYAIOT KEIATHHUPOBAHHBIN KpaxMal, caxapo-
3y, JKeJIaTHH, TYMMHapaOuK, METIILEIUTION03Y, KapOOKCHUMETHIIIEIUTION03Y, HATPUEBYIO COITb KapOOKCHMETHII-
EJITIOJIO3B], KPUCTAIUTMYECKYIO HEINTI0NI03Y, caxapo3y, D-MaHHUT, Tperano3y, NeKCTPUH, MyJUTyIaH, THAPOKCH-
MPOTHIIIIEIUTION03Y, THAPOKCUTIPOTIMIMETHIIIEIUTION03Y W OTMBHHIIITAPPOIUIOH.

[IpeamnoyrnTenbHbIe IPUMEPHI AE3WHTETPUPYIOIIETO BEIIECTBA BKIIOYAIOT JIAKTO3Y, Caxaposy, Kpaxmall,
KapOOKCHMETHIILEILTION03Y, KaJbIUEBYIO COJIb KapOOKCHMETHIILIEIUIIONO3b], KPOCKApMEIUIo3y HaTpHs, KapOok-
CHMETHJIKpaxmall HaTpus, JIETKYI0 0€3BOIHYI0 KPEMHHEBYIO KHCIIOTY M HH3KO3aMEIIEHHYIO TMIPOKCHUIIPOIIHII-
LEILTI0NO03Y.

[MpeanoyrnTensHBIE MPUMEPB! PACTBOPUTENS BKIIOYAIOT BOAY Al HHBEKIHUH, (GU3HOIOTHYECKUNA COTIEBOH
pactBop, pacTBop PuHrepa, cnmpr, MpONMICHIINKOINb, MOIMITHICHTINKONb, KYH)KYTHOE Maciio, KyKypy3Hoe
MacJIo, OJIMBKOBOE MACJIO M XJIOTIKOBOE MacIIo.

[IpennovrruTensHBIe MPUMEPHI COMIOOMIM3UPYIOMMX T00aBOK BKIIOYAIOT TOJIHATHICHIIIMKONb, TPOIH-
JICHTJIMKOJIb, D-MaHHUT, Tperano3y, OeH3MIOeH30aT, 3TaHOJ, TPUCAMHHOMETAaH, XOJIECTEPHH, TPUITAHOIAMUH,
KapOOHAT HATPHSA, IIUTPAT HATPHS, CATUIIIIAT HATPHUS U alleTaT HaTPHSL.

[IpennovrruTensHBIE TPUMEPHI CYCIIEHANPYIOMINX areHTOB BKITIOYAIOT IIOBEPXHOCTHO-aKTHBHBIC BEIIECTRA,
Takre Kak CTeapIIITPUAITAHONAMHH, JaypuiIcynb(haT HATPH, JaypHIAMHHOIIPOMHOHAT, JICUTHH, XJIOpua OeH-
3aJIKOHMSA, XJIOpUA OCH3ETOHMS, TIMLEPUHMOHOCTEapaT M T.IIL; TMAPOQWIBHBIE IOJMMEpPbI, TaKHe Kak Mo-
TM(BUHUIIOBBIA CITHPT), TIOJIMBUHWIITUPPOIIHIIOH, HATPHEBYIO COJIb KapOOKCHMETHIILEIIIION03Y, METHIILEIITIONO-
3y, THAPOKCHMETHIILIEIUTION03Y, THAPOKCHITHIILIEIUIIONIO3Y, THAPOKCHIPOITMIIIEIUTIONO03Y U T.I1., TIOJINCOPOATHI; 1
MOJIMOKCUATHIICHT UIPOTEHU3UPOBAHHOE KACTOPOBOE MACIIO.

[IpeanoyrnTensHBIE TPUMEPHI H30TOHNYECKOHN 100aBKH BKIIIOYAIOT XJIOPUA HATPHS, TIIMIEPHH, D-MaHHHT,
D-copOuT 1 TI1I0K03Yy.

[IpenmournurenpHble MpUMEPHl OypepoB BKIOYAIOT (PochaTHBIN, alleTaTHbIN, KapOOHATHBIN, IUTPATHBIN
Oydeps u T.11.

[IpennovrruTensHBIE TPUMEPHI CMATYAIONIETO CPEICTBA BKIIIOYAIOT OCH3MIIOBEIH CITHPT.

[IpennouruTensHBIe MPUMEPH KOHCEPBAHTA BKIIFOYAIOT CIOXKHBIE H-OKCHOEH30aTHBIE 3(UpHI, XI0pOyTa-
HOJI, OCH3WJIOBEIN CIIUPT, (HEHITUIIOBBIA COHUPT, ACTHAPOYKCYCHYIO KACIOTY M COPOMHOBYIO KHCIOTY.

[IpeanoyrnTenspHBIe TPUMEPHI AaHTHOKCHIAHTOB BKIIFOUAIOT CYJIb(UTHBIEC COJIM M aCKOPOATHBIE COJH.

[IpeamnoyrnTensHbIe TPUMEPEI KPacuTeNs BKIIOYAIOT BOJHbIEC IHIIEBbIC aHWIMHOBBIC KpAacHTeIH (Harpu-
Mep, TaKHe MUIEBbIe KPACUTENN, KaK KPACHBIN IMUIEeBON kpacuTenb Ne 2 u 3, xenToli numeBoil kpacurens Ne 4
u 5, ronmy06oi numeBoi kpacutess Ne 1 1 2 W T.II. NMUIIEBBIE KPACUTEIH), HEPACTBOPHUMBIE B BOJIE IPOTPABHEIC
JakooOpasylolue KpacuTenu (HarpuMep, aJlOMUHHEBas COJIb YKAa3aHHOTO BBIIIE BOJHOTO IUIIEBOTO aHHJIMHO-
BOTO KpacHTeIs), HaTypajJbHbIe KpacuTeNH (HampuMep, B-KapoTHH, XJIOpOoIILL, KPACHBIA OKCHJI JKeJie3a) | T.1I.

[MpeanoyrnTensHbIE TPUMEPHI MTOJCIACTUTEINS BKIIIOYAIOT CAXapHH HATpUs, TIHMIUPPU3NHAT KaJus JIBOU-
HOMH, acriapTaMm U CTEBHIO.

[Tpumeps! ekapcTBEHHOHN (OPMBI BBIICYTIOMSIHYTOH (papManeBTHIECKON KOMITIO3HUIIMH BKITIOYAIOT TIpera-
paThl IUIs IepOpaTbHOTO BBEIEHHS, TaKHe Kak TaOIeTKH (BKITIOYas TaOIETKU C CaXapHBIM HOKPBITHEM, Ta0leT-
KH, TIOKPBIThIE 000JIOUKON, CyOIIMHTBabHBIE TaOJETKH, TAOJIETKH ISl paccachlBaHUs, TAOJIETKHU JJIsl pacTBOpE-
HUS B IICYHOM KapMaHe), KalCybl (BKII0Yasi MSATKHUE KaIlCylbl, MUKPOKAIICYJIBI), IAJIIOJIN, TPAHYIbI, TIOPOIIKHY,
TIACTHIIKH, CHPOIIBI, XUAKOCTH, SMYJIBCHH, CYCIICH3UH, a’3PO30JIH, TUICHKU (HalpuMep, TUICHKH ISl paccachiBa-
HUS, aJIT€3UBHBIC IUICHKH JUIS CIIM3UCTON OOOJIOUKH ITOJIOCTH PTa) W T.IL.; U MpenapaTsl Uil MapeHTepalbHOTO
BBEJ/ICHHS, TAKOTO KaK WHBEKIMH (HAIIpUMep, TIOKOKHAsE HHBEKLS, BHYTPUBEHHAs! HHBEKIVS, BHYTPUMBIILICY-
Has MHBEKIUS, BHYTPHOPIOMINHHAS WHBEKIMS, KaleJbHOW MH(Y3Us), Mpenaparsl Uil MECTHOTO NPUMEHEHHS
(HanpuMep, TpaHCAEpPMaIbHBIN IpenapaT a0copOLMOHHOTO THIIA, Ma3b, JIOCHOH, aJIT'€3UBHBIH Ipenapar), CyImno-
3UTOpHHU (HapUMep, PEKTAIbHBIE CYNIIO3UTOPHHU, BarMHaJbHBIC CYINIO3UTOPHUM), TPAaHYJIbl, MHTpaHa3aIbHbIC
Ipenaparsl, JISTOYHBIE TpenapaThl (JIekapcTBeHHas (opMa IJIsl MHTASIIUK), Ta3HbIe Katui U T.11. CoeinHeHue
W JIEKapCTBEHHBIH IpeTapar Mo HaCTOSMIEMY H300pPETEHHIO0 MOXET COOTBETCTBEHHO O€30IacHO BBOIMTHCS TIE-
POpaNIbHO WM MAapeHTEPabHO (HANpHMeEp, PEeKTalIbHO, BHYTPUBEHHO, BHYTPHAPTEPHAIHHO, BHYTPHMEBIIICTHO,
MOJKOKHO, BHYTPHOPTaHHO, HAa3aJbHO, BHYTPUKOXKXHO, HHCTWUIAINEH, HHTpalepeOpaasHO, HHTpaBarnHaIbHO,
BHYTPHOPIOIINHHO, BHYTPHOITYXOJICBBIM BBEICHIEM, BBEICHHEM BOIM3H OITyXOJIM M BBEJCHUEM B PaHy).

OTH mpenapatsl MOTYT HPEACTaBIATE COOOW TpemapaThl ¢ KOHTPOJIMPYEMBIM BBICBOOOXKICHHEM AEHUCT-
BYIOIIETO BellecTBa (HapUMeEp, MUKPOKAICYJIbI C 3aMEJICHHBIM BBICBOOOXKICHUEM JIEHCTBYIOIIETO BELIECTRA),
TaKhe Kak Ipenaparsl ¢ HEeMEAJICHHBIM BBICBOOOXKICHUEM, TIPETapaThl C MOCTETICHHBIM BBICBOOOKACHHEM JIeH-
CTBYIOIIETO BEIECTBA U T.II.

dapmarneBTHYECKasT KOMIIO3UIHMS MOXKET OBITH MOJIy4eHa B COOTBETCTBHUHU CO CIIOCOOOM, OOBIYHO HCIIOJb-
3yeMbIM B 00JIacTH MPOM3BOACTBA (hapMalleBTHUYECKHUX MpPEnaparoB, HaPUMeEp CIIocoOOM, ONMCaHHBIM B Japa-
nese Pharmacopoeia u 1.11.

XoT4 conepKaHue COSIMHEHUS TI0 H300PETEHHIO B (hapMaIleBTHIECKO KOMITO3HIIMK IO HACTOSIIIEMY H30-
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OpeTeHHIO M3MEHETCSl B 3aBUCHMOCTH OT JIEKapCTBEHHON (OPMBI, 103bI COEANHEHUS [0 HACTOSIIEMY H300pe-
TEHHUIO U T.I., OHO COCTaBJIsIeT, Hanpumep, npumepHo ot 0,1 xo 100 mac.%.

[Ipu mosryueHnn npemnapara Uit IepopaT-HOTO BBEACHHS Ha IPernapaT MOXKET HAaHOCUTHCS TTOKPHITHE, KO-
r/1a 3T0 He00OXO0ANMO [T MACKHPOBKH BKYCa, SHTEPAILHON PACTBOPHUMOCTH WIIH /ISl YCTOHYHNBOCTH.

[Ipumepsl oCHOBaHMSA TOKPBITHS, UCIIONB3YEMOTO Ul HAHECEHHS MOKPBITUS, BKIIOYAI0OT OCHOBAaHHUE cCa-
XapHOTO MOKPHITHS, BOJOPACTBOPUMOE OCHOBAHUE TNICHOYHOTO MTOKPBITHS, OCHOBAHKE JJISI SHTEPOCOITIOOMITEHO-
TO TUIEHOYHOTO TOKPHITHS W OCHOBAHUE JJISl TIOKPBITHS C TOCTETICHHBIM BBICBOOOKACHHUEM JEHCTBYIOIIETO Be-
IIecTBa.

B kauecTBe OCHOBBI CaXxapHOTO MOKPBITHS HCIIOJB3YETCSl caXxapo3a M JOMOIHUTEIBHO B KOMOWHAIIMH MO-
JKET MCIOJIb30BaThCS OJUH WIIM HECKOJIBKO BUIOB TaJIbKa,  TAK)KE OCAXKIACHHBIH KapOOHAT KaJbLUs, )KEIaTHH,
ryMMHapaOuK, IMyJuTyiaH, KapHayOCKHH BOCK H T.II.

IIpumMeps! OCHOBBI BOAOPACTBOPHUMOIO IUIEHOYHOT'O MOKPBITUS BKIIOYAIOT LEJUTIONO3HBIE MOJIUMEPHI, Ta-
KH€ KaK THIPOKCUIPONUILEIUII0I03a, THAPOKCUIIPONMIMETHILEIUIION03a, THAPOKCUITUIILEIIII0N03a, METUI-
TUIPOKCUATUILEIII0N03a U T.IL.; CHHTETHUECKUE MOJIUMEPHI, Takhe Kak conoauMmep E nmonuBuHunanerans, nu-
JTWIIAMHHOAIeTaTa 1 aMmuHoaNKmIMeTakpminara E [Eudragit E (ToproBoe Ha3zBaHWe)], MOTHMBUHIITTHPPOIAIOH U
T.I1.; ¥ TIOJINCaXapupsl, TaKKe Kak MyJUTyJIad ! T.I1.

ITpumMeps! OCHOBHI U SHTEPOCOIIOOUIHHOTO IICHOYHOTO TTOKPHITHS BKIIOYAIOT IEJUTIOIO3HBIE TTOIHMe-
PBI, Takue Kak QTajaT THAPOKCHUIIPOIMIMETHIIIEIIIIONO3B], alleTaT-CyKIUHAT THIPOKCUIIPOIIAIMETHIILIEIIIIONO-
3B, KapOOKCHMETHIIITIUIICIUTION03a, aeTaT-(hTanaT MeJUTI0I036I U T.11.; TIOJIMMEPHI aKPUIOBOH KHUCIIOTHI, TaKHe
Kak cormoyimMep MeTakpriioBor kucioTel L [Eudragit L (ToproBoe Ha3BaHue)], COMOIMMEP METAKPUIOBON KH-
ciotel LD [Eudragit L-30D-55 (ToproBoe Ha3Banue)]|, comoaumep MeTakprioBoi kuciotel S [Eudragit S (Top-
rOBOE Ha3BaHKE)]| U T.II.; a TAK)KE MIPUPOJIHBIE BEIIECTBA, TAKHE KaK MIEeJUIAK U T.II.

[Tpumeps! OCHOBBI IJIEHOYHOTO TOKPBITHS C TOCTEIIEHHBIM BBICBOOOXKIEHHEM EHCTBYIOIETO BEIIECTBA
BKJIIOYAIOT MOJIUMEPHI IIEJUTIONI03b], TAKHE KaK THIILEIIII0N03a U T.IL.; U MOJIUMEPhl aKpUIOBOU KUCIOTHI, TaKHe
Kak coroymMep amuHoankuiMerakpuiara RS [Eudragit RS (ToproBoe HazBaHue)], cycrieH3Hsl STHIAKpUIIaTa U
MetmMerakpuiara [Eudragit NE (ToproBoe HazBaHWe)]| U T.11.

JIBa mm Gosiee BUAOB YKa3aHHBIX BBINIE OCHOB IMOKPHITHHA MOTYT HCIOIB30BATHCS B CMECH B ITOIXOISIIEM
cooTHOIIeHNH. KpoMe Toro, B Iporecce HaHECEHUSI OKPBITHS MOTYT HCIIOJIB30BAThCS, HAIPUMED, JITKHE YKpa-
HHUPYIOIINE T00aBKH, TaKWE KaK OKCHI TUTaHa, KPAaCHBIN OKCH Kele3a | T.11.

ITockonbKy COeMHEHHUE TI0 HACTOSIIEMY N300pETEHUIO MPOSIBIISICT HU3KYIO TOKCHYHOCTH (HalpuMmep, Hi3-
KYIO OCTPYIO TOKCHYHOCTB, HU3KYIO XPOHHUECKYIO TOKCHIHOCTh, HU3KYIO TeHETHUECKYI0 TOKCHIHOCTD, HU3KYIO
PENPOAYKTHBHYIO TOKCHYHOCTh, HU3KYIO KapJIHOTOKCHYHOCTh, HU3KYIO KaHIIEPOT€HHOCTh) U Oosee ciadble 1mo-
60uHbIC 3P PEKTHI, OHO MOXKET UCIIOJIL30BAThCS B KaYeCTBE NMPOPHUIAKTHIECKOTO MM TEPareBTHIECKOTO Cpell-
CTBa WJIM JUIS TMArHOCTHUKH Pa3IMYHBIX 3a00JICBaHMI y MIICKONMTAIONMX (HApUMEp, Y YeJIOoBeKa, KPYITHOTO
poraroro cKoTa, JIOIIaan, cCOOaKH, KOLIKH, 00€3bsSHBI, MBIIIN, KPBICHI).

CoequHEHHE 110 HACTOSIIIEMY M300pEeTeHHI0 00JIaiaeT MPEBOCXOIHON aKTUBHOCTBIO aroHKHCTa pPeLenTopa
OpEKCHHA 2 THUIA U MOXET JICYUTh PA3IMYHbIE HEBPOJIOTHYECKUE U TICHXHATPHUYECKUe 3a00JICBaHuUs, CBSI3aHHbIC
C peenTopoM OpeKCHHA 2 THIIA, WIIM MPEIOTBPAIIaTh 3TH 3a00I€BaHUS WIH CHIDKATh MX pucK. CoequHeHNe 10
HACTOSIIEMY M300PETEHUIO MOXKET NMPUMEHATHCS B Ka4eCTBE CPEIACTBA JUIS MPOPHUIAKTHKH M JICUCHHUS pa3-
JMYHBIX 3200JIeBaHUM, TAKUX KaK HAPKOJICIICHS, HIUOMATHYECKas TUIICPCOMHUS, THUIICPCOMHNS, CHHAPOM aITHO?
BO CHE, CHHIPOM HapKOJICTICHH, COMPOBOKIAIOUIMICA CHMITOMAMH, NOJOOHBIMH CHMIITOMaM HapKOJEICHHU,
CHHIIPOM THIIEPCOMHHH, COIPOBOKIAIONIMIICA HM30BITOYHONW THEBHOH COHJIMBOCTBIO (HAlpHUMeEp, CHHAPOM
Kneitne-JleBuna, OONBIION AEMPECCUBHBIN AMH307 C THICPCOMHHEH, IeMeHIMs ¢ Tenblamu JleBu, 0Oe3Hb
[apxuHCOHa, porpeccupylomuil cynpaHykieapHslii mapanud, cuaapoM Ipanepa-Bumu, cungpom Mebuyca,
CHHJPOM THHOBEHTWIISIIMY, Oosie3Hs Humanna-ITnka tTuna C, ymm6 roxoBHOT0O M03ra, LiepeOpaibHbI HHPAPKT,
OITyXOJIb TOJIOBHOTO MO3Ta, MBIIIEYHast AUCTPO(UsS, pACCESTHHBIH CKIIEPO3, OCTPBIN paccesHHBIN dHIEe]aToMue-
mut, curapoM ['mitena-bappe, snnedamnt Pacmyccena, suiedamut Bepauke, mumOndeckuii sHIedaInT, SHIIE-
(banonarust XammMoTo), KoMa, IOTepsi CO3HAHUS, 0XKUPEHHE (HarpuMep, 3J10Ka4eCTBEHHBIH MaCTOLMTO3, 9K30-
TEeHHOE OKHPEHHUE, THIEPUHCYIMHEMUIECKOEe 0KUPEHUE, THIIEPILIa3MIUECKOe OKUPEHUE, THITO(PH3apHOE OXKH-
peHHe, THIIOINIa3MHYECKOe OKUPEHHUE, THIIOTHPEO3HOE OXKUPEHHE, THITOTATAMUIECKOe OXKHUPEHHUE, CHMITTOMATH-
YecKoe OKUpeHHe, NHPAHTUIHFHOE 0XKUPEHHE, OKUPEHIE BEpXHEH YacTH Tela, aTMMEHTapHOEe OXKHPEHHE, THITO-
TOHAJHOE OKMPEHHE, CHCTEMHBIN MaCTOLMTO3, MMPOCTOE OKUPEHHE, LEHTPAIFHOE OKUPEHHUE), CHHIPOM HHCY-
JMHOPE3UCTEHTHOCTH, 00JIe3Hh AJbLreiiMepa, pacCTPOMCTBO CO3HAHMUS, TAKOe KaK KOMa M T.II., IIOO0YHBIE (-
(heKTHI M OCIIOKHEHHS BCJICACTBHE aHECTE3MH, HAPYIICHNE CHA, OECCOHHMIIA, IPEPBHIBUCTHIN COH, HOYHOI MHO-
KJIIOHYC, IIpepbIBaHKEe "OBICTPOTo cHA", HapylIEeHHE CYTOYHOTO PHTMA OpPraHW3Ma, CHHIPOM JECHHXPOHH3ALUH
(hM3HOJIOTHYECKHX IIMKIIOB, PACCTPOICTBA CHA pabOTAIONIMX [0 CMEHAaM COTPYIHHKOB, PACCTPOICTBO CHa, HOY-
HOHM KoIIMap, Jenpeccus, OOJBIION JIENPECCUBHBIA 3MN30]], COMHa0yIn4Yeckoe 3aboieBanue, 3Hype3, Hapyle-
HHE CHa, PAacCCTPOMCTBO CO3HaHMs NpH Ooje3HM AublreiMepa, 3a001eBaHMs, CBSI3aHHBIC NUPKAIHMAHHBIM PHT-
MOM, (pubpomuanTys, coCTOSIHIE, BO3HUKAOILIEE BCIEICTBHE CHIDKEHUS KadecTBa CHa, Iiepeefanue, ooceccus-
HO-KOMITYJIb.CHBHOE PacCTPOWCTBO IMHUIEBOTO MOBEACHUS, 3a00I€BaHNE, CBSI3AHHOE C 0)KUPEHHUEM, THIIEPTOHNS,
Ira0eT, TOBBIIICHHAs KOHIEHTPAIMI WHCYJIUHA B TUTa3Me M MHCYJINHOPE3UCTEHTHOCTD, THIICPIUIHACMHS, TH-
MEePIUIUACMHUS, PaK SHAOMETPHUS, PaK MOJIOYHOH jKeJe3bl, paK IpeAcTaTeIbHOH Kele3bl, KOIOPEKTaIbHBINA pak,
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Pak, OCTCOAPTPHUT, CUHAPOM OOCTPYKTHBHOTO allHO? BO CHE, XOJICIMTHA3, KAMHU B JKCIYHOM MY3EIpe, 0ONIC3Hb
Cep/la, aHOMAallbHOE CepAlleOHeHUe, apuTMus, HHDAPKT MHOKapJa, 3aCTOHHAs CepleYHas HEIOCTATOYHOCTB,
cepleyHasi HeIOCTaTOYHOCTh, UIIeMUYecKasi O0JIe3Hb CepAla, CEPACIHO-COCYANCTOE PACCTPONUCTBO, BHE3AITHAS
CMEpTh, TTOJMKUCTO3 SUIHUKOB, KpaHnodapuHruoMa, cuaapom dpammxa, 1eUIUT TOPMOHA POCTa, HOPMab-
HBI MyTaHT HA3KOPOCJIOCTH, CHHIPOM TepHepa, ocTpblii TuM(OOIaCTHBIN JeiK03 y neTel, CHHIpOM X, aHOMa-
TSI TIOJIOBBIX TOPMOHOB, CHIKCHHE (PepTHIBLHOCTH, OecIUIoane, CHIKCHNE MYXCKOH TOHaTHON (YHKINH, IMO-
JIOBasi U PENMPOAYKTUBHAS AUCHYHKINS, TaKas KaKk THPCYTU3M Y JKCHIIUH ¥ MYXX4IUH, QeTaabHbIe TeeKTH, CBS-
3aHHBIC C OKHPEHUEM OCpPEMEHHBIX JKEHIIUH, PACCTPOHCTBO ABUIATEIbHOMN aKTHBHOCTH JKETYIOYHO-KHIIIEYHOTO
TpaKTa, TaKue Kak ractpol3odarcaibHbIN pedIroke, CHHAPOM TUIOBCHTIUISAINH BCICACTBUC OXKHUPCHUS (CHH-
npom [TukBuka), pecupaTopHBIC 3a00JCBaHUs, TAKAE KaK OJBIINIKA, BOCIAJICHHE, TAKOE KaK CUCTEMHOE BOCIIa-
JICHHE COCYJUCTON CHUCTEMBI, aTepPOCKICPO3, THIICPXOJICCTCPHHEMHUS, THIICPYPUKEMUs, 0OJIb B HW)KHEH YaCTH
CIIMHEI, 3200JICBAaHHE JKEITYHOTO Iy3BIPsI, MMOArpa, PaK MOYKH, PUCK BTOPHYHBIX UCXOJIOB OXKHPCHHS, TAKAX KaK
CHIDKCHHE PUCKA THIIEPTPOGUH JICBOTO KEIYI0UYKa, MHTPEHB, TOJIOBHAsI 00Jb, HEBpOIATUYECKast 00JIb, 00NIC3HB
INapkuHCOHA, MMCUX03, MU30(QPEHUSI, TOKPACHCHUE JIMIA, HOYHAS MOTIUBOCTh, 3a00JICBaHUS MOJOBBIX Opra-
HOB/MOYEBBIICTTUTEIILHON CHCTEMBI, 3a00JIeBaHMsI, CBSI3aHHBIC C CEKCyallbHOW (pyHKIMeH wim (GepTHILHOCTHIO,
MUCTUMHYECKOE PacCTPOMCTBO, OWTONSPHOE PACCTPOMCTBO, OUTIONSAPHOE paccTpoicTBO I THma, OumosspHOE
paccTpoiictBo I THIa, MUKIOTUMHYECKOE PACCTPOMCTBO, OCTPHIH cTpecc, aropadoOwsi, TeHepaIM30BaHHOE TpPe-
BOYKHOE PacCTPOHCTBO, 00CECCHBHOE PAaCCTPONUCTBO, OCTPOE TPEBOKHOE COCTOSHHUE C PEeaKIUeH MaHWKH, TaHH-
YECKOe PAaCCTPOMCTBO, MOCTTPAaBMAaTHUECKOE CTPECCOBOE PACcCTPOICTBO, TPEBOKHOE PACCTPONHCTBO, BBI3BAHHOE
pasiykoii, connanbHas (HoOus, TPeBOKHOE pacCTPOHCTBO, OCTPHIE HEBPOJIOTHIECKHE U MICUXUIECKUE PACCTPOii-
CTBa, TaKWe KaK aOpPTOKOPOHAPHOE IMYHTHPOBAHHE CepjIla M IMOCTTPAHCIUIAHTAIIMOHHOE IiepeOpaiibHOe pac-
CTpPOWCTBO, HHCYJIBT, UIIEMUYECKUN WHCYJIBT, HIIEMHS TOJIOBHOTO MO3ra, TpaBMa CIIMHHOTO MO3Ta, TPaBMa Io-
JIOBBI, TICpUHATAJbHAS THIIOKCHSI, OCTAHOBKA CEp/IIla, THIIOTIIMKEMUIECKOS TTOPaKCHUE HEepPBa, XOpest XaHTHHT -
TOHa, OOKOBON aMHOTPO(YUIECCKHIA CKIEPO3, PACCESHHBIN CKICPO3, MOBPEKICHUS a3, PCTUHOMATHS, HapyIIIc-
HUC KOTHUTHUBHOW (DYHKIIMH, MBIIICYHBIN CIIa3M, TPEMOp, SIHJICIICUS, PACCTPOUCTBO, CBA3aHHOE C MBIIICYHON
CHACTUYHOCTHIO, ACTHPHH, aMHECTHIECKOE PacCTPOICTBO, CHIDKEHNE KOHTHTUBHBIX CIIOCOOHOCTEH, CBA3aHHOE C
BO3pacToM, MH30apPEeKTUBHOE PaCCTPOHCTBO, OpeIOBOE PAacCTPONCTBO, HAPKOMAHUS, AUCKWHE3US, CHHAPOM
XPOHHYECKOH YCTaJIOCTH, yCTaJOCTh, CHHAPOM NAapKWHCOHW3MA, BBI3BAHHBIM JIEKAPCTBEHHBIMU CPEICTBAMH,
curnpom Jxmnra-Typerra, Xopesi, MEOKIOHYC, THK, CHHAPOM OECHOKONHBIX HOT, AUCTOHUS, AUCKUHE3MUS, CHH-
npoM nedunuta BHUMaHHS ¢ runepaktuBHOCTHIO (CJIBIY), paccTpoifcTBO moBeneHMs, HeAepKaHUEe MOYH, a0-
CTHHEHTHBII CHHAPOM, TPUTEMHUHAJIbHAS HEBPAITHUS, HapYIICHHE CIyXa, IIyM B YIIax, IMOBPEXKICHHE HEpPBa,
PETHHOTIATHS, ACTCHEPAIUs JKEJITOTO MATHA, PBOTA, OTEK M03Ta, 00JIb, 00Jb B KOCTAX, apTpalirus, 3yOHas 00Jb,
KaTalJIeKCUs U 4epenHo-Mo3roBas Tpasma (UMT).

B wactHOCTH, COCIMHEHUE O HACTOSIIEMY U300PETCHHIO MOXKET MPUMEHATHCS B KA4eCTBE CPEICTBA IS
IPOGUIAKTUKY HITH JICYCHUS HAPKOJICIICUU, HIUONATHICCKON TUIICPCOMHUY, TUIIEPCOMHIH, CHHIPOMA artHOd BO
CHE, CHHIpPOMa HApPKOJICTICHH, COMPOBOXKAAIOMICTOCS CHMIITOMaMH, MOJOOHBIMH HApPKOJCIICUHU, CHHIPOMA TH-
MIEPCOMHHUH, COTPOBOXKIAIOIIETOCS M30BITOYHOW THEBHOH COHIMBOCTHIO (Hampumep, Oonesnu IlapkuHCOHA,
cunapoma I'nitena-bappe n cungpoma Kisiine-JleBuna), 60me3uu AjbIreiiMepa, OXUPEHUsS, CHHAPOMA HUHCY-
JUHOPE3UCTEHTHOCTH, CEPICTHON HEIOCTATOTHOCTH, 3a00JIeBaHNH, CBSI3aHHBIX C TIOTEPEW KOCTHOW TKaHH, CETl-
CHCa, HApYIICHHUsI CO3HAHM, TAKUX KaK KOMa | T.II., TOOOYHBIX 3P PEKTOB U OCIOKHEHHS, CBI3aHHBIX C aHECTe-
3WeH, U T.II. WJIM B KA4ECTBE aHTArOHUCTA aHECTETHKA.

XoTs 1032 COCTUHEHHUS 110 HACTOSIIEMY H300PETCHHIO U3MEHIETCS B 3aBUCUMOCTH OT CyOBEKTa, KOTOpPO-
My OHa BBOJHUTCS, CIIOCO0a BBEACHUS, IICICBOTO 3a00JICBaHIS, CHMITOMA U T.II., KOTJIa COCMHEHUC TI0 HACTOS-
neMy U300pEeTEHUIO BBOAWTCS, HANPUMEP, MEPOPANBEHO WM MAPEHTEPATBHO, B3POCIOMY MAIUCHTY, €ro 1032
cocTaBiseT, Harpumep, npumepao ot 0,01 go 100 mr/kr maccel Tena Ha 1103y, npeanouyruteasHo ot 0,1 mo 50
MI/KT Macchl Teja Ha 103y, Oosee mpeanodtutensHo oT 0,5 mo 20 MI/Kr Maccel Tela Ha J03y. DTO KOJHYECTBO
JKENMATeIFHO BBOJUTH OJTHOW - TPEMsI IOPIHSAMH €IKETHEBHO.

CoeMHEHHE TIO HACTOSIIEMY U300pPETCHHIO MOXKET HCIIONB30BAThCS B KOMOWHAIIMU C JPYTUMH JICKApCT-
BEHHBIMH CPEIICTBAMH (J1aJiee COKPAIIEHHO HA3BIBAIOTCS COMYTCTBYIOMINM JICKAPCTBEHHBIM CPEICTBOM).

C moMompi0 KOMOMHHPOBAHUS COSAMHEHHS M0 HACTOSIIEMY H300pPETEHUIO M COIYTCTBYIOIIETO JIEKapCT-
BEHHOTO CPEICTBA MOXKET TOCTUTATHCS MPEBOCXOAHBINA AP PEKT, HAaIpUMep:

(1) Mo>xeT CHMKATHCS 1032 MPUMEHEHHS [T0 CPABHEHHUIO C BBEJICHHEM OJHOTO COCIMHEHHUS M0 HACTOSIIEMY
M300pETEHHIO WM OHOTO COITyTCTBYIOIIETO JIEKAPCTBEHHOTO CPEJICTBA;

(2) mpemapat, KOTOpBIH OyIeT OOBESAMHITHCS C COSAMHEHUEM 10 H300PETEHHIO, MOXKET OBITh BHIOPAH B CO-
OTBETCTBHH C COCTOSTHHEM TalMeHTa (JISTKUA cirydail 3a00JIeBaHus, TSOKEINBIA CITydail 3a00JIeBaHus | T.11.);

(3) moabopoOM COMYTCTBYIOIIETO JIEKAPCTBEHHOTO CPEICTBA C MEXAaHU3MOM JCHCTBUS, OTIUYHBIM OT MEXa-
HU3Ma JICUCTBUS COCAUHCHHS 110 HACTOSIIEMY H300PCTEHUIO, MOXET YCTAHABJIMBATHCS OOJIee MPOIOIIKHUTEIb-
HBIN TIEPUOJ JICUCHHS,

(4) mMoOOPOM COMYTCTBYIOIIETO JIEKAPCTBEHHOT'O CPE/ICTBA C JICHCTBUEM M MEXaHHU3MOM JACHCTBUS, OTIIH-
YAIOIIUMHUCS OT JCHCTBHUS M MEXaHU3Ma JCWCTBUS COCAMHCHUS IO HACTOSIIEMY M300pPCTCHHUIO, MOXKET TOCTH-
TaThCS MPOIOJDKUTENBHBIN 3P PEeKT IedeHuS,;

(5) ¢ moMoIIbI0 KOMOMHUPOBAHHOTO TTPUMEHEHHS COCTUHEHHS 110 HACTOSIIIEMY H300pETEHUIO M COMYTCT-
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BYIOIIETO JICKAPCTBEHHOT'O CPEICTBA MOXKET IOCTHIAThCS CHHEPTHYECKUH 3 PEKT.

B HacrosimieM onmucaHu¥M COeIMHEHHE 10 HACTOSIIEMY M300pPETEHHIO W COIMYTCTBYIOIIEE JICKAPCTBEHHOE
CPENICTBO, UCTIOJIb3yeMbIe B KOMOWHAIINY, HAa3bIBAIOTCA Jayiee "KOMOMHHUPOBAHHOE JICKAPCTBEHHOE CPENICTBO IO
HACTOAIIEMY N300peTeHUI0" .

[Tpu ncnoap30BaHUN KOMOMHAPOBAHHOTO JIEKAPCTBEHHOTO CPEZCTBA MO HACTOSIIEMY H300PETEHUIO BpeMs
BBEJICHUSI COCIMHEHUS 110 HACTOSIIEMY M300pETEHHIO W COIYTCTBYIOUIETO JICKAPCTBEHHOTO CPEACTBA HE Orpa-
HUYEHO, W COCOMHEHHUE II0 HACTOSIIEMYy M300pEeTEeHHIO WM ero (papMameBTHUECKash KOMITO3HIHS M COIYTCT-
BYIOIIlee JIEKAPCTBEHHOE CPEICTBO WM €ro (papMareBTHIecKas KOMIIO3HINSA MOTYT BBOIUTHCA CYOBEKTY OJTHO-
BPEMEHHO I B pa3Hoe BpeMs. Jl03a COIyTCTBYIOLIETO JISKAPCTBEHHOTO CPEICTBAa MOXKET ONPEIEISITHCS B CO-
OTBETCTBHH C KIIMHUYECKH HCIIOIb3YEMOM 103011 M MOXKET COOTBETCTBYIOIIMM 00pa3oM IMOAOUPATHCS B 3aBUCH-
MOCTH OT cyObeKTa, KOTOPOMY OHa BBOJUTCS, CIIOCO0A BBEICHMS, 3a00JI€BaHMs1, BUa KOMOMHAIINY U T.I1.

Crioco0 BBeIeHNST KOMOMHUPOBAHHOTO JIEKAPCTBEHHOTO CPEACTBA 110 HACTOSAIIEMY N300PETCHUIO U COITYT-
CTBYIOILIETO JIEKAPCTBEHHOTO CPEJCTBA KOHKPETHO HE OrPaHUYCH, U COCANHEHHUE 110 HACTOSIIEMY H300pETEHHIO
Y COIYTCTBYIOIIIEE JIEKAPCTBEHHOE CPEJICTBO HEOOXOIUMO OOBEIMHATH IIPH BBeAeHUH. [IpumepaMu Takoro cno-
co0a BBefeHNUs ABIAIOTCS: (1) BBeIeHHE €IMHOTO Iperapara, MoJyICHHOTO TIPH OJTHOBPEMEHHON TEXHOJIOTHYE-
CKOH 00pabOTKe COSAMHEHNUS 110 HACTOSIIEMY U300pETEHHIO U COMYTCTBYIOIIETO JICKAPCTBEHHOTO CPENCTRA, (2)
OTHOBPEMEHHOE BBEJICHHUE ABYX IpENapaToB - IpenapaTa COSAMHEHHS M0 HACTOAIIEMY H300pPETEHUIO U MpeTa-
para COIyTCTBYIOLIETO JICKAPCTBEHHOTO CPEICTBA, KOTOPHIE MPOM3BENEHBI OTACIHHO, OJHUM M TEM XK€ CIIOCO-
OoM BBeneHwUs, (3) BBeICHNE ABYX IPEMapaToB - MpermapaTa COeANHEHUS 110 H300PETEHUIO U MperapaTa COmyT-
CTBYIOIIETO JICKAPCTBEHHOTO CPE/ICTBA, KOTOPBIE IPOM3BENECHBI OTIACIBHO, OMHUM U TeM K€ CIIOCOOOM BBEACHUS
B pasHoe Bpems, (4) OIHOBpPEMEHHOE BBEJCHHE ABYX IIPENapaToB - INperapara COeTUHEHHs IO HACTOSIIEMY
M300pETEHNI0 M TIpernapaTa COMYTCTBYIOIIETO JIEKAPCTBEHHOTO CPEACTBA, KOTOPBIE IMTPOM3BEICHBI OTIEIHHO,
pa3NuYHBIME CIIOCOO0aMM BBeAEHUS, (5) BBEICHHE JBYX IPENapaToB - IpenapaTa COSAWHEHUS 10 HACTOSIIEMY
M300pETEHNI0 M TIpernapaTa COIMYTCTBYIOIIETO JIEKAPCTBEHHOTO CPEACTBA, KOTOPBIE ITPOM3BEICHBI OTIEIHHO,
pa3sHBIMH crioco0aMu BBEIECHUS B pasHoe BpeMs (Hampumep, BBEJICHHE B CHAYasla COCIMHEHMS 110 HACTOSIIEMY
M300pETEHHIO U 3aTEM COITYTCTBYIOIIETO JIEKAPCTBEHHOTO CPEACTBA MM B 00PaTHOM MOPSAKE) H T.1I.

Jlo3a commyTCTBYIOMIETO JIEKAPCTBEHHOTO CPEACTBA MOXKET OBITh COOTBETCTBYIOIINM 00pa3oM oIpeesieHa
Ha OCHOBAaHHWH 03I, HCHOJB3yeMOH B KIMHHYECKHX YCIOBUAX. COOTHONIIEHHE COCTUHEHHS MO HACTOSIIEMY
M300pETEHNIO W COMYTCTBYIOMIETO JEKAPCTBEHHOTO CPEACTBA IPU CMEIIMBAHUH MOXKET COOTBETCTBYIOIIUM 00-
Pa3oM OTIpeNeNsATECS B 3aBHCHMOCTH OT CyOBEKTa BBEACHHSA, CIIOCO0a BBEICHHUS, IIEJICBOTO 3a00IEBaHUS, CHM-
NITOM, KOMOWHAITNH U T.1I.

Hanpumep, conepxanue coOeAMHEHNUS TI0 M300pETEHUIO B KOMOMHUPOBAHHOM JIEKAPCTBEHHOM CPEJICTBE T10
HACTOSIIEMY M300pETEHUIO M3MEHSETCSI B 3aBHCUMOCTH OT ()OPMBI TIpernapaTa U OOBIYHO COCTaBISIET OT IpPH-
mepHo 0,01 no npumepno 100 mac.%, npennoururesnsHo ot npumepHo 0,1 mo npumepro 50 mac.%, eme Goinee
HpeANoYTUTENBHO oT puMepHo 0,5 1o mpumepHo 20 mMac.%, 13 pacdera Ha oOIIyI0 Maccy Ipernapara.

ConeprkaHue COIYTCTBYIOLIETO JEKapCTBEHHOTO CPEJICTBA B KOMOMHUPOBAHHOM JIEKAPCTBEHHOM CPEZICTBE
0 HACTOSIIEMY M300pETEHHIO N3MEHSIETCSl B 3aBUCHMOCTH OT ()OPMBI ITpernapara 1 OObIYHO COCTaBIISIET OT MPH-
mepro 0,01 mo mpumepro 100 mac.%, npennmoururensHo oT mpumepHo 0,1 mo mpumepno 50 mac.%, Gonee
IPEIOYTUTENHHO OT puMepHo 0,5 mo mpubmusuTensHo 20 Mac.%, u3 pacdyera OOIIyI0 MacCy Ipemnapara.

Copeprxanne 100aBOK, TAKHX KaK HOCHTENb H T.I., B KOMOMHHPOBAHHOM JIEKAPCTBEHHOM CPENICTBE TI0 Ha-
CTOSIIEMY H300pETCHHIO N3MEHSIETCSA B 3aBICHMOCTH OT ()OPMBI IIpenapara M OOBIYHO COCTABISET OT MPHUMEPHO
1 mo mpumepro 99,99 mac.%, nmpeanourutensHo oT mpumepHo 10 mo mpumepHo 90 mac.%, u3 pacyera Ha 00-
IIyI0 Maccy npenapara.

[Mono6HOE conepikaHe MOXKET MCHOJIb30BaThCs AaXKe TOTAA, KOTAa COeIMHEHHE 110 HACTOsIEMY n300pe-
TEHHIO M COIYTCTBYIOIIEE JIEKAPCTBEHHOE CPEACTBO BBEJICHBI B OT/CIBHBIE ITPENapaThl.

[Tpumeps! COMyTCTBYIOIIETO JIEKAPCTBEHHOTO CPEJICTBA BKIIIOYAIOT CIICAYIONIUE JIEKAPCTBEHHBIC CPEICTRA:
TepareBTHYECKOE JEKapCTBEHHOE CPENICTBO JUIS JICUCHMs] HapKoJencuu (Hampumep, MeTwideHuar, ampera-
MHH, NIEMOJINH, (CHEN3HH, MPOTPHUIITHIINH, OKCHOYTHPAT HATpusl, MoAaduHII, KO()EHH), JeKapCTBEHHOE Cpell-
CTBO TIPOTUB OXUpeHUs (amdpeTamuH, OeH3peTaMuH, OPOMOKPUTIITHH, OYTIPOITHOH, JUATHIINPOITHOH, SK3CHATH]I,
dbendaypamun, muotuponnH (liothyronine), muparmyTtun, Ma3uHAON, MeTaMdeTaMyuH, OKTPEOTHI, OKTPEOTHII,
opnucTar, GeHauMeTpa3uH, GeHauMeTpasuH, heHMeTpa3nt, peHTepMuH, Qnexa (3aperucTpupoBaHHAs TOPTO-
Bas Mapka), (heHWIMpPONaHOIaMUH, TPAaMJIMHTHI, TPOIMITEKCEIPUH PEKOMOWHAHTHBIA JICTITHH, CHOyTpaMuH,
TOTIMpaMaT, 3UMETHINH, 30HUCAMUI, TIOPKACEPHH, MET(HOPMHH), MHTHOUTOP alleTHIIXOJIWHACTEpasbl (Hampumep,
JOHETIe3WI, PUBACTUTMUH, TallaHTaMUH, 3aHAIE3WJI, HICOCHOH, TAKPHH), JIEKAPCTBEHHOE CPEIICTBO MPOTHUB Cla-
O0oymus (HampuMmep, MEMaHTHH), HHTHOUTOP MPOIyIUPOBAHUS, CEKPEIUU, aKKYMYJIHPOBaHUS, arperaiuy /Wi
OCaXIeHUs [3-aMHIOMIHOTO OeJKa, CEKpEIiH, HaKOIUICHHS, arperalii U WiIH OCaXICHHS, HHTHOUTOp [3-cexpe-
Ta3el (Hampumep, 6-(4-oudennamin)merokcu-2-[2-(N,N-a1uMeTnIaMiHO )3T |[TeTpasinH, 6-(4-Oudennnmn)me-
ToKcU-2-(N,N-I1MeTHIaMHUHO )METHITETpaINH,  6-(4-Ondenmmmn)merokcu-2-(N,N-IuponniaMiuHO )METHIITET-
pamuH, 2-(N,N-muMmeTniaMuHO )MeTHI-6-(4'-MeTokcOndenI-4-nMeTokcuTeTpanut,  6-(4-ondenunmn)me-
TOKCU-2-[2-(N,N-Iu3TUIaMUHO )3 THIT | TETPAJIHH, 2-[2-(N,N-nuMeTrnamMuHo )3T |-6-(4'-MmeTrnoudp e Hun-4-
wi)MeTokcuteTpasut,  2-[2-(N,N-guMeTniaaMuHo )3T |-6-(4'-MeTokcnonpeHnn-4-ua)MeTOKCUTETPAINH,  6-
(2",4'-mumeTokcnbndennn-4-mnmeTokcu-2-[ 2-(N,N- TMMeTHIIaMIHO )3THJI | TeTpaiinH, 6-[4-(1,3-0eH301noKCom-5-
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wi)dermn | MeTokcu-2-[2-(N,N-muMeTriiaMuHo )3Tii [TeTpanut, 6-(3',4'-nuMeTokcnondeHm-4-nin)MeTokcu-2-[ 2-
(N,N-IuMEeTHIaMHUHO )3THII [ TETPaIWH, €ro ONTHYCCKH aKTWBHAas Qopma, comb u ruapar, OM99-2 (WO
0100663)), MHrHOUTOP Y-CeKpeTas3bl, MHIMOUTOp arperanuu (-amunongHoro Oenka (wanpumep, PTI-00703,
ALZHEMED (NC-531), PPI-368 (Haumonanbuas IlyOmukamms MexmyHapomaHo# 3asBkM Ha mateHT Ne 11-
514333), PPI-558 (Haumonanshas IlyOnmkamms MexmyHapoaHo# 3asBku Ha mateHT Ne 2001-500852), SKF-
74652 (Biochem. J. (1999), 340 (1), 283-289)), f-amuongHas BakIMHA, (PEPMEHT, pa3lararonui J-aMuIonI, u
T.I., CTUMYJIATOp (DYHKIHMS Mo3ra (HampuMmep, aHHpaleTaM, HUIEPToJNH), TEPaleBTHYECKOE JICKApCTBCHHOE
cpencTBo U JieueHus Oone3Hr IlapkuHcoHa [(HampwMep, aroHHWCT PENEeNTOpOB aonamMuHa (Hampumep, L-
DOPA, 6pOMOKPUIITHH, TIEPTOJTU, TATHIIEKCO, IIPAMHUTIEKCOJI, KaOeproJuH, aMaHTaIuH), THTHOUTOp hepMeHTa
MoHOoaMuHOKcHAa3sl (MAQO) (Hampumep, MENPEeHUI, CENIETIIINH, peMaleMul, pUiy30y), XoJIuHoOIokarop (Ha-
puMep, TpUrekcupeHu I, OUepuaeH), HHruOuTOp karexona-O-MeTunrpaHcdepassl (HapuMep, SHTAKAIoH)],
TepareBTHYECKOE JICKApCTBEHHOE CPEJICTBO JUIA JICYEHHSI OOKOBOTO aMHOTPO(HYECKOTro Ckiiepo3a (Harmpumep,
pHITY30J1 M T.J., HeHpoTpoduueckuii (HakTop), TepaneBTHYECKOE CPEACTBO A JICUCHNS] aHOMAJIFHOTO TTOBE/e-
HUS, OECHOPSIOYHOTO IBIKEHUS U T.II., CONPOBOXIAMONINX Pa3BUTHE JIEMEHIMH (HANpHMeEp, CelaTHBHOE Jie-
KapCTBEHHOE CPEJICTBO, TPAHKBMIIN3ATOP), MHTMOTOp amonTo3a (Hanpumep, CPI-1189, IDN-6556, CEP-1347),
npoMoTop HeHpoHHOH muddepeHnmanuu-perenepanyy (HanpuMep, JETeNpUHUM, KcanunpoeH; SR-57746-A),
SB-216763, Y-128, VX-853, mpocantua, 35,6-mumerokcu-2-[2,2.4,6,7-neaTameri-3-(4-metundenmn)-2,3-
TUTHIPO- 1 -0eH30pypaH-5-WI|U30UHAONIHH, 5,6-TUMETOKCHU-2-[3-(4-m3onponmindennn)-2,2,4,6,7-IeHTaMETHII-
2,3-murunapo-1-6en3zodypan-S-ui|u3onHaonus, 6-[3-(4-uzonponmindenwn)-2,2,4,6,7-nmeHTaMeTHII-2,3-TUTHIPO-
1-6en30dypan-5-mi]-6,7-murunpo-SH-[ 1,3 | nnokcono[4,5-f|M30MHI0T ¥ UX ONTHYECKH aKTHBHBIE (OPMBI, COJIH
WA TUAPATHI), HECTEPOUIAHBIE MPOTHBOBOCHAINTENBHBIE CPENCTBA (MEIOKCHKAaM, TEHOKCHKAM, MHIOMETAIIHH,
noympoden, nenekokcud, pohekokcud, acMprH, HHAOMETAIMH | T.J.), CTEPOUIHOE JISKAPCTBEHHOE CPEIACTBO
(mexcameTas3oH, TEKCECTPOJI, KOPTH30HA alleTaT | T.II.), IPOTHBOPEBMATHUYECKHIE JEKAPCTBEHHBIE CPEICTBA, MO-
mudumupytomue tedeHue 3adoneBanusi (DMARD), mpoTHBOIIMTOKHHOBOE JIEKAPCTBEHHOE CPENCTBO (HAIpH-
mep, uarunoutop PHO, MAP-kuHa3b!), TepaneBTHYECKOE JICKAPCTBEHHOE CPEACTBO Ul JICUCHHST Hellep KaHHs
MOYH, YacTOI'0 MOYCHCITYCKaHHUs (Harmpumep, (aBokcara rHAPOXJIOPH], OKCHOYTHHHHA THIPOXJIOPHI, ITPOTIH-
BEpUHA TUAPOXJIOPUA), HHrUOUTOp (ochoandcrepassl (HanpuMep, criaeHadun (IIUTpaT)), arOHUCTHI JohaMu-
HOBBIX PEILENTOPOB (HampuUMep, aroMopQuH), MPOTHBOAPUTMHUECKUE JIEKAPCTBEHHBIE CpPEACTBa (Harpumep,
MEKCHJICTHH), ITOJIOBOH TOPMOH HIIM €T0 MPOU3BOIHOE (HAIIPHMeEp, MPOTECTEPOH, 3CTPAIHOI, 3CTPpagroira OeH-
30aT), TEPANEBTHYECKOE JIEKAPCTBEHHOE CPEICTBO IUIA JICYCHHS OCTEOropo3a (Hampumep, anbhakaibIHumoIN,
KaJbIUTPHOI, FIMKATOHHUH, KAIBITUTOHIH JIOCOCEBBIX PHIO, ACTPHOI, HNPH(IABOH, MAMUAPOHAT JUHATPHS, THA-
paT aJeHapoHaTa HATpHsI, MHKAIPOHAT AUHATPUS), apaTupeonanbiii TopmoH (I1TT), aHTaroHUCTHI KaTbIIUEBBIX
PEmenTopoB, TEPAIEBTUIECKOE JIEKAPCTBEHHOE CPEACTBO [T JICUCHHUS OECCOHHUIIBI (HATIPHMeED, JICKapCTBCHHBIC
CpeICTBa Ha OCHOBE OEH30IMa3eITMHOB, HEOCH30IMa3eTMHOBRIC JIEKAPCTBEHHBIE CPE/ICTBA, aTOHICT MEJIATOHIHA,
AQHTarOHUCTHI OPEKCHHOBBIX PELENTOPOB), TEPANEBTHUECKOE JICKAPCTBEHHOE CPEACTBO IS JIeUeHHUs mu3o¢pe-
HUM (HAIIpUMEpP, TUIHMYHBIC aHTUIICUXOTUYECKHE CPEICTBA, TAaKUE KaK TaJONCepPUION U T.I., aTUIUYHBIC aHTH-
MICUXOTHYECKUE CPEJICTBA, TaKHe KaK KIIO3aIHMH, OJIAH3AINH, PHUCIICPUIIOH, apUITHIIPA30Jl U T.IL.; JIEKAPCTBEHHOE
CPE/CTBO, ACHCTBYIOIIEEe Ha METa0OTPOIHbIE PEIIENTOPHI IIIyTaMara WM PEeLenTOphl IIyTaMaTa, CONpsHKeHHbIE
C MOHHBIMH KaHaJlaMM; UHI'HOUTOp (ocdoandcrepassl), JEKapcTBEHHBIE CPECTBA Ha OCHOBE OCH30M3EIHHOB
(xJopna3enoKcH, Auaszenam, KiopasenaT Kajus, JiopaseraM, KIOHa3emaM, ajmnpasoiaM H T.J.), HHTHOUTOp
KaJbIMEBHIX KaHaJMoB L-Tuma (mperabaivH U T.7.), TPUIUKINICCKAN WIIM TETPALUKIMYCCKUN aHTHICTIPECCAHT
(MMHTIpaMUHA THAPOXJIOPH, AMUTPUIITIINHA THAPOXIIOPH, Ne3UIPaMUHA THAPOXIOPU, KIOMHUIIPAMHUHA TH/-
POXJIOPH | T.1I.), CENIEKTUBHBIN HHIHOUTOP 00paTHOTO 3aXBaTa cepoToHWHA ((IyBOKcaMuHa Majear, (Jryokce-
THHA TUAPOXJIOPHU, HUTAIOIPaMa THAPOOPOMHII, CEPTPATHHA THIPOXIIOPHI, TAPOKCETHHA THAPOXIOPU, ICIH-
TajorpaMa OKCaJlaT | T.J.), HHTHOUTOpP 0OpaTHOTO 3axBaTa HOPaIpEeHAINHA U CEPOTOHWHA (BeHIa(daKCUHA THJI-
POXJIOpH, TYJITOKCETHHA THAPOXJIOPH], JIeCBEHIaaKkCHHa THIPOXJIOPHU U T.J.), HHTHOUTOP 00paTHOTO 3axBaTa
HOpajJpeHannHa (peboKCeTHHa ME3WIaT U T.II.), MUPTa3aluH, Tpa3oA0Ha THIPOXJIOpHI, HedazoloHa THAPOXIO-
pun, OynpoIoHa THAPOXJIOPU, CEMITHINHA Maeat, aroHucT 5-HT |, (OycnupoHa THApOXIOpUA, TaHI0CIH-
pOHa IUTpaT, 0CEMO30TaHa THAPOXJIOPU U T.A.), aHTaronuct 5-HT,,, oOpaTHsii aronuct 5-HT,, antaronucr 5-
HT; (mmamemMasuH # T.7.), HECEIEKTUBHBIA HHTHOUTOP [3-aApEHOPEIENTOPOB cepana (IIPOoIpaHoioia THAPOXIIO-
pHI, OKCIIPEHOJIONIa THAPOXIJIOPH U T.J1I.), aHTarOHUCT TuctamuHa H; (THIpoKcH3nHa THAPOXIIOPUA | T.1.), aH-
taronuct CRF, npyrue aHKcronMTnieckue jJeKapcTBEHHBIE CpecTBa (MenpoOdaMar 1 T.I1.), aHTarOHUCT TaXHUKHU-
HuHa (MK-869, capenyTaHT | T.II.), JIEKapCTBEHHOE CPENICTBO, KOTOPOE BO3/EHCTBYET Ha MeTabDOTPOIHBIE pe-
nenTopsl riryramara, anraronuct CCK, anraronnct B3 aapenanuna (aMHOETpOHA THIPOXJIOPUI M T.J.), HHTHU-
outop GAT-1 (TnarabvHa rUAPOXIOPUA U T.J.), HHTHOUTOP KaJbIICBHIX KaHAJIOB N-THIIA, HHTHOUTOP KapOoaH-
ruapassl 11, aroruct raumuaOBOTO parmMeHTa NMDA, antaronnct NMDA (MeMaHTHH U T.J.), arOHUCT TEPH-
(eprdyecknx OEH30IMA3ETIMHOBBIX PELENTOPOB, AHTArOHHCT Ba30IPECCHHA, aHTATOHHCT Ba3ompeccuHa V1b,
aHTaroHUCT BazompeccuHa Vla, uHruOuTOp (GocdoaudcTepasbl, OMUOIHBIA aHTATOHUCT, ONMMOJHBIN arOHHCT,
YPHIIWH, aTOHACT PELENITOPOB HUKOTHHOBOW KHMCIIOTHI, TOPMOH IMUTOBHIHON kene3sl (T3, T4), TTI, TPT, un-
ruourop MAO (denemuna cyiabdaT, TPaHWINUIIPOMHUHA CYIb(aT, MOKIOOEMHI U T.J.), TepareBTHIECKOE Jie-
KapCTBEHHOE CPEACTBO YIS JICUCHUS! OMITOJSIPHOTO paccTpoiicTBa (KapOOHAT JIWTHS, HATPHS BajbIIpoart, JaMoT-
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PHIDKHH, pwiIy30i, ¢endamar M T.I.), aHTaroHUCT KaHHaOmHOMnoB CB1 (puMoHa®aHT W T.A.), UHTHOUTOP
FAAH, uarunbutop HaTpHEBBIX KaHAJIOB, JIEKAPCTBEHHOE CPECTBO JUIS JICUSHHS CHHAPOMA JIeUIINTa BHUMAHUS
n runepaktuBHoCcTH (CJIBI') (MeTundeHnaaTa rupoxaopu, MeTaM(peTaMiHa THAPOXIOPUA H T.J.), JeKapCT-
BEHHOE CPEACTBO I JICUCHHS aJIKOTOJIM3Ma, TePAIIeBTHICCKOE JIEKAPCTBEHHOE CPEACTBO UL JICUCHHS ayTH3Ma,
TepaneBTHYECKUH Mpenapat AJIs JICICHNS CHHAPOMAa XPOHHYECKON YCTaIOCTH, TEPAIIEBTHIECKOE JICKAPCTBCHHOE
CPEICTBO AJIS JICUCHHS CYIOPOT, TePAeBTHICCKHUNA Mpenapar Ui JIeueHus CHHApoMa GHOpOMHUANTHH, TepareB-
THYECKOE JIEKAPCTBEHHOE CPEJCTBO UL JICUSHHS TOJIOBHOM OOJH, TEpaleBTHIECKOE JEKAPCTBEHHOE CPECTBO
IUT OTKa3a OT KypeHUs, TePaeBTHIeCKOe JIEKapCTBEHHOE CPEICTBO ISl JICUCHHUSI MUACTCHUU TPaBHC, TEPaICB-
THUYECKOE JIEKapCTBEHHOE CPEICTB JUIA JIYEHHs IiepeOpasibHOro MH(]apKTa, TeparneBTHYECKOe JIEKapCTBEHHOE
CPEZACTBO JUIsl JICYCHHUS] MaHMAKAILHOTO COCTOSHHMS, TEPAIleBTHYECKOE JIEKAPCTBEHHOE CPEICTBO IS JICUCHHS
THIIEPCOMHHMH, TEPaAIeBTHYECKOE JIEKapCTBEHHOE CPEJICTBO ULl JICUCHHMs OO0JTH, TEPaIleBTHIECKOE JICKapCTBEHHOE
CPEACTBO [UISl JICYCHUS] AUCTHMHH, TEPAIeBTHUECKOE JICKAPCTBEHHOE CPE/ICTBO JUIS JICUCHUSI aTaKCHUH BEreTa-
TUBHOW HEPBHOM CHCTEMBI, TEPANICBTHYECKOE JICKAPCTBEHHOE CPEACTBO JUIS JICUCHHSI MY)KCKOW M JKEHCKOH Mo-
JOBOH MUC(HYHKINH, TEPAIEBTHYECKOE JIEKAPCTBEHHOTO CPEJICTBO ISl JICUCHHUS MUTPEHH, TEPANIEBTUIECKOE JIe-
KapCTBEHHOE CPEACTBO UIA JICUCHHS MAaTOJIOTHIECKON MIPOMAaHUH, TEPANEBTHUECKOE JIEKAPCTBEHHOE CPEICTBO
IUTS JICUEHUS] CHHAPOMA YCTAlBIX HOT, TEPAIeBTHUECKOE JICKAPCTBEHHOE CPEACTBO JJIS JICUCHHUS HApPKOMAaHUM,
TEpaneBTHYECKOE JIEKAPCTBEHHOE CPENICTBO IS JICUCHHS CHHIPOMA, CBSI3aHHOTO C YPEe3MEpPHBIM YIOTPEOICHH-
€M aJIKOTOJISI, TePaIeBTUIECKOE JIEKaPCTBEHHOE CPENICTBO U JICUCHUSI CHHAPOMA pa3pa)keHHOT0 KUIICYHUKA,
TEpaneBTHYECKOE JICKAPCTBEHHOE CPEICTBO U JICUCHUS HApPYIICHUS YPOBHS JIMITHAOB, TAKOE KaK JICKApCTBEH-
HOE CPEICTBO IJIsI CHUKCHHUS YPOBHS XOJIECTepHHA (CTaTHUHBI (TIpaBacTaTHH HATPHUS, aTOPBACTATHH, CHMBAaCTa-
THH, PO3yBaCTaTHH H T.1.), pudpar (kao¢pudpaT U T.1.), HHTHOMUTOP CKBAJICH-CHHTETa3bl), TEPANIEBTUIECKOE JIe-
KapCTBEHHOE CPEJICTBO JJISI JICUCHHSI MATOJIOTMYECKOr0 MOBEACHUS WM CYNPECCHBHOE CPEACTBO IS JICUCHHS
JPOMOMaHHH, CBSI3aHHOM C AeMEHIMeH (CeaTUBHBIE JICKApCTBEHHbIE CPECTBA, AHKCHOIMTHYECKOE CPEJICTBO U
T.XI.), TEPANIEBTUUECKOE JICKAPCTBEHHOE CPEACTBO IS JICUeHNUs TnabeTa, TepaneBTHIECKOe JIEKapCTBEHHOE CPejl-
CTBO JUTS JICYCHUsI OCIIOXKHEHHUH 1nadeTa, TepaneBTHIECKOe JIEKapCTBEHHOE CPECTBO VIS JICUECHHS THIIEPTOHHH,
TEPaNeBTHYECKOE JIEKAPCTBCHHOE CPENICTBO IMPH JICUCHUH TMIIOTOHIH, MOYETOHHOE CPEICTBO, XMMUOTEPAIIEBTH-
YEeCcKOoe JICKAPCTBEHHOE CPEACTBO, NMMYHOTEPAIEBTUYECKOE JEKAPCTBEHHOE CPEICTBO, aHTHTPOMOOTHUYECKOE
CPEICTBO, MPOTHBOPAKOBOE JIEKAPCTBEHHOE CPEACTBO H T.II.

B cMecu npu moaxonsImeM COOTHOIIEHHH MOTYT HCIIONIB30BAaThCS JiBa MK O0Jiee BUAOB MPEICTaBICHHOTO
BBIIIIE COITYTCTBYIOIIETO JIEKAPCTBEHHOT'O CPEACTBA.

Korga coennnenne mo HacTosimeMy H300peTEHHIO MPUMEHSETCS UL JICUSHHS KaKIOTO M3 BBIIICYKa3aH-
HBIX 3200JIeBaHNH, OHO TaK)K€ MOXET HCIIOIb30BAThCSl B COYETAHUU C OMOJIOTHYECKUM JIEKApPCTBEHHBIM CPEICT-
BOM (HampuMmep, ¢ JIEKapCTBEHHBIM CPEICTBOM Ha OCHOBE aHTHUTEIN, C HYKJICHHOBOH KHCJIOTOH WM HPOU3BOJI-
HBIM HYKJICMHOBOW KHCIIOTHI, TIpENIapaToM anramepa, IpernapaToM BaKIWHBI), B COUSTAaHUH C METOJIOM T'€HHOH
TEparuy 1 T.I.. WIK B COYECTAHNH C IICHXUATPUIECKUM JIeYeHHEM 0e3 TPUMEHEHNS JICKAPCTBEHHBIX CPECTB.

[Tpumeps! NeKapcTBEHHOTO CPEICTBa Ha OCHOBE aHTHTENIA M IpernapaTa BaKIMHBI BKIIOYAIOT IIpernapaT
BaKLUHBI IPOTUB aHruoTeHsuHa lI, npemapara Bakuunsl npotus CETP, antureno x CETP, antuteno npotus
TNFo anTHTENa M APYTUX IIMUTOKWHOB, PENapaTr BaKIUHbI B-aMUIoOn1a, BaKIMHa NPOTUB quadera | Tuna (Ha-
npumep, DIAPEP-277 mpomsBoactBa Peptor), antuteno npotuB BUY m mpemapat Bakuuabl mpotuB BUY, a
TaK)Ke aHTUTEJa WM BaKIIMHHBIC MIPENapaThl MPOTHB IUTOKUHOB, (PepMEHTH PEHUH-aHTMOTCH3HHOBOH CHCTEMBI
W UX TPOIYKTHI, IPETapaTsl HA OCHOBE aHTHUTEN WM BaKIWHHBIC MPerapaThl MPOTHB (GEpMEHTOB N OENKOB,
YYacTBYIOIINX B MeTaOOJIU3MeE JIMITUI0B KPOBH, aHTUTEJNA WIIM BaKIIMHBI, OTHOCAIINECS K epMEHTaM U OeKam,
BOBJICYCHHBIM B CHCTEMBI CBEPTHIBAHUS KPOBH WM (HHOPHUHOIM3A, aHTHUTENA U BaKIIMHHBIC TpenapaTsl Ipo-
TUB OEJKOB, BOBJICUEHHBIX B META0OJM3M caxapa W MHCYJIWHOPE3UCTEHTHOCTh U T.I. Kpome Toro, B komOnHa-
IIMM MOTYT MCIIOJBb30BaThCsl OMONpenapaTsl, CBA3aHHbIE ¢ (hakTopamu pocta, TakuMu kak ['P, UOP u ..

[Tpumeps! MeTOIa TEHHOM Tepanyy BKIIOYAIOT METOJ JICYEHHsI C UCTIOJIb30BAaHHEM I'eHa, OTHOCSIIEToCs K
IIUTOKHHY, (DEPMEHTY PEHHH-aHTMOTCH3MHOBOTO TUIIA M €T0 NMpOAYKTYy, G-0eNKy, perenTopy, CONpsbKkeHHOMY C
G-6enkxoM u ero gochopmmpyomuM GpepMEeHTOM, METOJ JiedeHus ¢ ucnoib3oBanneM [IHK noBymiku, Takoi
kak NFkB yoBymika u T.1I., METOJ] JICUCHHSI C MCIIONB30BAHUEM aHTHUCEHCA, METOJ JICUCHUS C UCIIOJIF30BaHIEM
TeHa, OTHOCSIIErocsl K (hepMEeHTY WM OeJKy, BOBICUCHHOMY B METaOOJIM3M JIMIMIOB KPOBH (HapUMep, T'eHa,
CBSI3aHHOT'O C MeTabOJIM3MOM, SKCKpenreil 1 abcopOruer XxouecTepuHa, TpUIIIHUIEPHIa, X0IeCTepruHa JIUIOPO-
TEMHOB BBICOKOH IJIOTHOCTH N (ochomunmia KpOoBH), METO JICUCHUS C UCTIONB30BaHUEM I'eHa, CBI3aHHOTO C
(hepMeHTOM W OEJIKOM, BOBJICUEHHBIM B aHTHOTEHHHYIO TEPAMHIO OO0TYpaIiy MeprUPEpHIECKUX COCYIOB H T.I1.
(mampumep, ¢ GakTopoMm pocTta, TakuM Kak (pakxTop pocrta renartonutoB (DPI), dhakrop pocta sHAOTENHS COCY-
noB (PPIC) u T.11.), ciocod 06pabOTKK C UCTOIBL30BAHUEM T'eHa, OTHOCSIIEToCcs K O€IKy, BOBICYCHHOMY B Me-
TabOJNM3M TIIOKO3Bl M MHYJIWHOPE3UCTEHTHOCTh, aHTUCMBICIIOBOM MOJICKYJIBI, HANIPABICHHOW MPOTHUB ITUTOKH-
HOB, Takux kak ®MO u T.1. 1 T.1I.

[Tpumeps! criocoba NMCUXUATPUIECKOTO JIeUCHHsT 0e3 UCIIOIb30BaHMs JICKAPCTBEHHBIX CPEICTB BKIIOUAIOT
MOJIM(UIMPOBAHHBIE HJIEKTPOIIOKOBYIO TEPAIHIO, TEPANHUIO TITyOOKOH CTUMYIISILINH TOJIOBHOTO MO3Ta, TEPAITHIO
MOBTOPSIOIIECHCS TPAHCKPAaHWAIGHOH MarHMTHOM CTUMYJISILIMM, TCHXOTEPanHio, B TOM YHCJIE KOTHHUTHBHO-
MOBE/ICHUECKYIO TEPAIHIO, H T.II.
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CoequHEHHE 110 M300PETEHHIO TaKXKe MOXKET MCIIONb30BaThCsl B COUETAHUH C PA3IMYHBIMUA METOAaMH pe-
TCHepaIluy OPraHoOB, TAKAMHU KaK pereHepais cep/a, MOYKH, MOPKETYI0YHOMN KeNe3bl, peBaCKyIApU3aLUsI ’
T.I., C METOJIaMH TepaliH KIETOYHON TPAHCIUIAHTAIIMU C MICTIOJIB30BAaHUEM KOCTHOTO MO3Ta (MOHOHYKJICAPHBIX
KJIETOK, MOJYYCHHBIX U3 KOCTHOTO MO3Ta, MHEIOT€HHBIX CTBOJIOBBIX KJIETOK) MJIM TEXHOJIOTUH TKAaHEBOW HWHIKE-
HEpUH C UCTIOJIF30BAaHMEM HCKYCCTBEHHBIX OPraHOB (HAaIpHMeEp, MCKYCCTBEHHOTO KPOBEHOCHOTO COCYy[a, IIPO-
CJIOWKH KapUOMHOITUTA).

IIpuMmepbI

W3obperenne moapoOHO TOSCHSETCS ajiee CO CChUIKOH Ha MPUMEPHI, SKCICPUMEHTAIBHBIC MPHUMEPH U
npuMepsl npenaparos. OJHAKO yKa3aHHBIC TPUMEPHI HE OIPaHUYUBAIOT HACTOSIIEE U300pETeHHE U MOTYT MO-
JdUIPOBaTHCS B Ipeenax o0beMa HaCcTOSIIEro H300peTeHusL.

TepMuH "KOMHaTHas Temreparypa" B MPEACTABICHHBIX Jajice MIPUMEPax OOBIYHO 03HAYACT TEMIICPATYPY
ot npumMepHo 10 o npumepro 35°C. CooTHOLIEHNE KOMIIOHEHTOB B CMEIIIAHHOM PacTBOPHTEIIE, €CJIM HE yKa3a-
HO WHOE, MPEJICTABISACT cO00H 00bEMHOE COOTHOIICHHE KOMIIOHCHTOB B cMecH, u "%" o3Hauaetr % mo Macce,
€CITH HE yKa3aHO MHOE.

OmronpoBaHue B KOJIOHOYHOM XpoMaTorpaduu B mpuMepax, MPOBOAAT C KOHTPOJIEM IIPH ITOMOIIH TOHKOC-
noitHO# Xpomarorpadun (TCX), ecnmn He ykazaHo uHOe. [Tpu koHTpOIE ¢ momomsio TCX UCTONB3YIOT MIIACTH-
HbeI 60 F,s54 ipon3BoacTBa KomMmaHuu Merck, B KOJOHOYHO Xpomarorpaduy B Ka4ecTBE DJIIOEHTa MCTIOIB3YIOT
3IIIOUPYIOLIUNA PACTBOPHUTEIND, a JUIS AETEKTUPOBAHUSA HCTONB3YIOT Y D-nerektop. B xonoHo4yHOM XpomaTorpa-
¢um Ha cmimkarene "NH" o3HagaeT MCMONB30BaHNE aMUHOIPOIMIICHIIAH-CBA3aHHOTO cyinkaresst, "Diol" (am-
0JI) O3HAYaeT UCIOJb30BaHue 3-(2,3-TUTHIPOKCHITPOIIOKCH )ITPOTTMIICHIIAH-CBSI3aHHOTO CHJIMKarels. B mpemnapa-
THUBHOH BBICOKOI((GEKTHBHOMN *HUIKOCTHOH Xpomarorpaduu (BOXKX) "C18" o3HavaeT McoIbp30BaHNE OKTae-
IWJI-CBSI3aHHOTO cuiukarenss. COTHOLIEHHE KOMIIOHEHTOB B PAacTBOPHUTENE JJIIOMPOBAHUS, €CIM HE YKa3aHO
MHOE, SBIISIETCS] 00BEMHBIM COOTHOLIICHUEM.

'H SIMP criekTpsl mosy4aroT ¢ momorsio SIMP criektpomerpa ®ypse. [ist ananuza 'H IMP ucrnoms3yror
nporpammHoe obecniedenne ACD/SpecManager (ToproBoe HazBanue) U T.1. Cnabo BeIpaKeHHbIE ITMKH IIPOTO-
HOB THIPOKCHIJIBHOW TPYIIIBI, aMHHOTPYIIIEI  T.II. TPYII B Psijie CITydaceB HE OMUCAHEI.

MC nonygarot ¢ momotpio JXX/MC. B kadecTBe crmoco6a HOHU3AIMH HCIIOJIB3YIOT METO]T DJIEKTPOPACIIBI-
nerus (ESI) nnm meton xuMudeckoil moHn3anuu rnpu atMoceprom aasieHuu (APCI). JlaHHbIe MOKa3bIBAIOT
JIEHCTBUTENILHOE TIOJNydeHHOE 3Ha4YeHHE (HaWaeHO). XOTs OObIYHO HAOIIOMACTCs MUK MOJIEKYJIIPHOTO MOHA, B
HEKOTOPBIX CIIydasx HaOJromaercs MUK ¢parMeHTa WoHa. B ciydae comm oObIYHO HAOIIOAECTCS THK MOJICKY-
JIIPHOTO MOHA WM MUK parMeHTa noHa CBOOOTHOM (HOPMEI.

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

JlaHHBIEC SIEMEHTHOT'O aHau3a (aHal.) MPEACTaBIAIOT KaK BRIUYUCICHHOE 3HaueHue ("BbraucieHo") u dax-
TUYECKHU TOTy4YeHHOE 3HaueHue ("HaiineHo").

B nmpumepax "muc/Tpanc” B Ha3BaHMSAX COCAMHEHHII B OCHOBHOM O3HAYaIOT IMC- WIM TPAHC-CMECh JBYX
BUJIOB ONTHYECKHX N30MEPOB, KOT/Ia COOTBETCTBYIOIIAsl CTPYKTypa COJCPXKUT JBa aCHMMETPUYHBIX IIeHTpa. B
UCKJTFOYUTETBHBIX CITydasX MPUCTABKH IIHC/TPAHC 03HAYAIOT CAMHCTBCHHBIM ONTHUYCCKUI M30MeEp, KOTJa yKa30-
HO "ONTUYECKU aKTUBHBIN".

B mpumepax muku, TMOXy4eHHBIE METOAOM HMOPOIIKOBOI PEHTTEHOBCKOHM IM(paKINU, MPEICTABISIOT CO-
0ol MKW, TIOJy4YeHHBIC TIPH KOMHATHOW TemrepaTtype ¢ momombsto Ultima IV (Rigaku Corporation, Japan) c
ucronp3oBanreM CuKol u3irydeHns B Ka4eCTBE MCTOYHNKA M3IYyYEHUs. Y CIIOBHS U3MEPECHUI PUBEICHBI HIKE.

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

CKOpoCTh CKaHUPOBaHMS: 6°/MUH.

Jlnana3oH ckaHupoBaHus 20: 2-35°.

KpucrammuaHocTs B METOE MOPOIIKOBOM PEHTTCHOBCKON MU(PAKINN B MIPUMEPAX BBIUUCIAIOT METOIOM
T'epmanca (Hermans).

B mpuBeneHHBIX anee mpuMepax UCIONB3YIOT CIeAyIomue a00peBHaTypHI.
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T. mia: To4Ka niaBaeHUs

MC: macc-criekTp

M: MONbHAs KOHLIEHTpPALUS

N: HOpManbHOCTH

CDCl;: mefirepoxnopodopm

JIMCO-ds: neitreponumerincynbhOKCHT

'H SIMP: nmpOTOHHBIH sePHBIH MATHUTHBII PE3OHAHC

JKX/MC: KuIKOCTHBIM XpoMaTorpad/mMacc-CeKTpoOMeTp,

ESIL aexTpopacibUIHTeIbHAS HOHH3ALNS, HOH3ALNS METOIOM 3JIEKTPOPACTIBLICHUS

APCI: xumuveckas HFOHM3aLUs P aTMOCHEPHOM [aBICHHN

Pd,(dba);: Tpuc(aubensununeHaneros)aunamiaauii (O)

TOVYK: TpudTopyKkcycHast KUCIOTa

DIPEA: N->1ui-N-H30mponiInponas-2-aMiH

JIM®A: N, N-mumeTidopmMaMun

TI'®: terparunpodypan

CH;CN: aueronuTpun

DME: 1,2-npumeTokcusTan

EOH: meranon

EtOH: stanon

t-AmOH: 2-metun-2-OyTaHoa

Pd(PPh3),: mammaauii-rpudenmndocdun (1:4)

tBuXphos: 2-nu-tpeT-6yTHndochrno-2’4’,6’ ~-Tpun3onponaoudeHun

XPhos Pd G3: wmetancynbdoHar (2-gumukiorekcundocduno-2’4’,6’-Tpuu3onponmi-
1,1’-6udennn)[2-(2’-amuHo-1,1’-6udernn) Jmaniaus(Il)

PPh;: tpudenundochun

AcOH: ykcycHast KHCJIOTa

TBAI: fioqun TeTpabyTHIaMMOHUUS

TEA: TpmaTrnamMus

(A-taPhos),PdCl,: 4-(mu-tpet-6yTundocduno)-N, N-gumMeTHnaHUIHH-IUXKIOPIaUIaanit
2:1)

T3P: 2,4,6-tpunponui-1,3,5,2,4,6-rpuokcarpudocthun-2,4,6-TpHOKCHA

HATU: rekcadropdochar O-(7-azabenzorpuazon-1-mr)-N, N,N’N’-teTpamMeTniy poHusI

JAMAII: N, N-numeTtnn-4-aMUHOTUPUANH

CPME: METOKCHLIMKJIONIEHTaH

tBu: Tper-OyTun

Boc: Tper-OyTokcukapOoHmI

IMpumep 1. muc-2-(3-berzunbensuin)-N-3Tui-3-((MeTHICY b OHIIT)aMHHO ) TUITEPUANH- | -KapOOKCaMHU .

A) 1-Bensun-3-0poMOeH30.I.

CwMmecsh (xmopmetmin)oensona (3,78 1), (3-Opombenmn)ooporoBoii kucnotsl (6,00 r), Pd(PPh;), (1,73 1),
kapOoHara Hatpus (3,16 r), DME (60 M) u Boas! (30 mur) nepememmsatot npu 100°C B Teyenue 15 4. Peaknu-
OHHYIO CMeCh T0OABIISIOT K BOJAE M SKCTPATHPYIOT IOIYYEHHYIO CMeCh dTuianeraToM. OpraHndecKuid cion oT-
JIEIISIOT, TIPOMBIBAIOT HACBHIIICHHBIM PACTBOPOM COJH, CyIIaT HajJ 0e3BOJHBIM CyIb(}haTOM HATPUSI U KOHIIEHTPH-
PYIOT IIPH MTOHMWKEHHOM JaBiIeHHH. OCTaTOK OYHIIIAIOT C MTOMOIIBI0 KOJOHOYHOH XpoMaTorpady Ha CHIIAKAare-
nie (TeTpoIeHHBIN 2Qup) C MOTyICHHEM YKa3aHHOTO B 3arojiioBke coeaunenus (4,50 1).

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

B) (3-bem3undennn)(3-6poMIupuInH-2-11)METaHOJI.

K cmecn maraus (147 mr) u TT'® (10 M) 1o6GaBisioT o (KaTaTMTHYIECKOe KOJIMIECTBO) U 1-0eH3miI-3-
6pomoOen3o (1,49 1). CMech KUTATAT ¢ 00paTHBIM XOJIOAMILHUKOM B TeueHue 1 9 u 3atem oxiaxmaatot jo0 20°C.
K cmecu nob6asmsiror 3-6poMnupuanH-2-kapoansaeruy (750 Mr) v nepeMenmBaioT HOJIy4YeHHYI0 CMECh B aTMO-
cdepe azora npu 20°C B TedeHue 15 4. PeaknponHyo cMech NOOaBIAIOT K HACHIIIEHHOMY BOJAHOMY PacTBOpPY
XJIOpUJAAa AMMOHUS M SKCTPAarupyroT cMech dTunaneratoM. OpraHuuecKuil cioil OTAENSIOT, IPOMBIBAIOT HACKI-
IIEHHBIM PacTBOPOM COJIH, CyIIaT Haja Oe3BOIHBIM CyNb()aTOM HATpHs M KOHILEHTPUPYIOT INMPH MOHWKEHHOM
napieHnH. OCTaTOK OYMIIAIOT C MOMOIIbIO KOJIOHOYHOH XpomaTorpaduu Ha cuiMkaresie (3THialerar/eTpo-
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JIEWHBIH 3QUp) C MOTyIEHHEM YKa3aHHOTO B 3aroyioBke coeauHenus (900 mr).

'H SIMP (400 MT', CDCl3) & 3,97 (2H, ¢), 5,23 (1H, 1, J=6,8 '), 5,94 (1H, x, J=5,2 '), 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 I'n).

C) 2-(3-benzunben3ni)-3-0poOMITHPHIUH.

K cmecu (3-6ensmndennn)(3-6pommupuaui-2-mwimeranona (900 mr) u TOVK (5 mu) mobGaBisioT Tpu-
stwicunad (10 mur). Cmech nepememuBaioT npu 60°C B Teuenue 40 9 U 3aTeM KOHIICHTPUPYIOT MPH MTOHUKCH-
HOM AaBiieHuH. [1oydeHHBIH 0CTaTOK MoaIenaqnBaoT 10 pH 7-8 ¢ moMoIIsi0 HACKIIIIEHHOTO BOJIHOTO PacTBO-
pa OukapOoHaTa HATPUS M SKCTPArHPYIOT CMech dTmaneraToM. OpraHudecKuii ol IPOMBIBAIOT HACBHIIIICHHBIM
PacTBOpOM COJIH, CymaT HaJa OEe3BOIHBIM CyNb(aToOM HATPUS M KOHICHTPHPYIOT IIPH MMOHWKECHHOM JaBICHUHU.
OcTaToK OYHIIAIOT C TTOMOIIHIO0 KOJIOHOYHOH XpoMmaTorpadun Ha cuiukarese (3THIaneTaT/IeTpoIeHHbIA dPHp)
C TIOJTyYeHUEM YKa3aHHOTO B 3arojioBke coequHenus (1,10 r).

'H SIMP (400 MI'u, CDCl3) 53,95 (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, an, J=8,0, 1,6 '), 8,50 (1H, nx, J=4,8, 1,6 T'm).

D) N-(2-(3-ben3unOeH3un)mupuanH-3-mi)MeTaHcyIbQoHaMu L.

Cwmech 2-(3-6en3munbensmin)-3-6pommupunnna (1,10 r), merancynbponamuna (464 mr), tBuXphos (166
Mmr), Pdy(dba); (149 wmr), kapbonara ne3ust (1,59 r) u DME (20 mu) mepememmBaroT B atMocdepe a3oTa Mnpu
85°C B Teuenue 15 4. PeaknmnoHHy0 cMeCh JOOABISIOT B BOAY M OKCTPArupyIOT CMech dTHiarneTaroM. OpraHu-
YECKHH CJIOW OTIEINSAIOT, IPOMBIBAIOT HACKHIIIEHHBIM PAacTBOPOM COJIM, CyIIAT Hajx Oe3BOAHBIM CyIb(haToM Ha-
TpHUA U KOHIEHTPUPYIOT TPU HOHIKEHHOM AaBiieHHH. OCTaTOK OYMIIAIOT C MOMOIIBIO KOJIOHOYHOH Xpomarto-
rpaduu Ha cwiIMKarene (ITHIAETAT/IIeTPOJICHHBINA 2QUp) C MOTYICHHEM YKa3aHHOTO B 3ar0JOBKE COCAMHCHUS
(260 mr).

'H SIMP (400 MI', CDCl3) § 2,39 (3H, ¢), 3,93 (2H, c), 4,22 (2H, ¢), 6,21 (1H, ymr.c), 7,00-7,35 (10H, m),
8,87 (1H, n, J=7,2 '), 8,44 (1H, 1, J=3,6 I'n).

E) N-(unc-2-(3-ben3nnben3nn)nunepuinH-3 -1 )MeTaHCy b (HOHAMHUI.

Cmech N-(2-(3-6en3mnben3mn)nupuant-3-mimerancyiabdonamuna (200 mr), 5% poaust Ha yraepoze (350
mr), TT'® (9 mi) u ykcycHoM kucnoTsl (1 MiT) mepemMennBaioT B Te4eHue 15 4 B aTMocepe BoJoposa ¢ AaBiie-
HHeM 35 ¢ynToB Ha kBaapartHbiil oM (0,24 I1a) npu Temneparype 20°C. Peakimonnyro cMech GUIBTPYIOT U
¢unbTpar n06aBISIOT K Boge. CMech HEHTPaIM3yIOT HACHIIIEHHBIM BOJHBIM PacTBOPOM THIpoKapOOHaTa Ha-
TPHUA M IKCTPArupyroT >TrianeratoM. OpraHn4eckuil CI0f OTHAEINSAIOT, MPOMBIBAIOT HACHIIIEHHBIM PacTBOPOM
COJIHM, CymaT HajJ Oe3BONHBIM CyIb(aTOM HATPWsS W KOHLIEHTPUPYIOT MPH MOHMKXCHHOM JaBieHUH. OCTaTOK
OYHIIAIOT C TIOMOIIBIO KOJIOHOYHOH 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-benzunbdensmn)-N-3Tii-3-((MeTHICy b (h OHIIT)aMAHO ) TUTIEPU TN H- | -kKapOoKcaMuI.

Cmech N-(umc-2-(3-6enzninbensmn)nunepuant-3-un)merancynbponamuna (30 mr), TEA (25 mr) u uzo-
raHarodTana (8 mr) B TT'® (5 mur) mepememmsatot npu 20°C B Teuenue 15 4. Peaknnonnyio cmech 100aBIsIOT
B BOJY M KCTParupyroT cMech dTiianeTatoM. OpraHuuecKuid CI0il NPOMBIBAIOT HACKHIIICHHBIM PAcTBOPOM CO-
7, cymar Haj 0e3BOIHBIM CyJb(aToM HATPHsI U KOHIEHTPUPYIOT NP NMOHWKEHHOM AaBieHHH. OCTaTOK O4H-
maroT ¢ mnoMombio mpenapatuBHO BOXX (Fuji C18 (300x25), YMC 25x20, momsuxHas ¢asza: BO-
na/anerorntpui (0,1% BomHbIA pacTBop ammuaka)). IlosydeHHYI0 (DpakIUi0 KOHIEHTPUPYIOT PU HOHHMKEH-
HOM JIaBJICHUH U CyIIaT BBIMOPAXMBAHHUEM C TIOJIyYEHHEM YKa3aHHOT'O B 3ar0JIOBKE COeTMHEHUS (6 MT).

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

IIpumep 19. Ttper-byrun-muc-2-(6udenmn-3-uameTwn)-3-((MeTUICYIb(QOHMIT)aMUHO ) TUITEPUIUH- | -Kap-
Ookcuar.

A) tpetr-bytun-2-(6npennn-3-ummeTi-3-okconunepruant- 1 -kapbokcuiar.

K cmecu tpeT-0yTri-3-okconmnepuana- 1 -kapookcunara (3,49 r) u roryona (38 M) mpyu KOMHATHON TEM-
neparype nobasistor rupponuanH (1,87 r). CMech nepeMenmBaioT Mpu KOMHATHOH Temneparype B TeueHue 30
MUH, 3aT€M KHUIITAT ¢ OOpaTHBIM XOJIOAMIBHUKOM B T€4eHHe | ¥ ¢ ucmonb3oBaHueM JoBymikn Juna-Crapka u
Jlanee KOHIICHTPUPYIOT MPH MOHIKEHHOM naBieHuu. [lonydyeHnsid ocratok cmemuBaioT ¢ CH;CN (38 M) u
MOJIy4YCeHHOW CMECH NpH KOMHATHOW TeMneparype 100aBisoT 3-(6pommern)ondennn (5,19 r). Cmech KUIATST
¢ 00paTHBIM XOJIOAWIBHUKOM B T€4eHHE | U, 3aTeM peaKIHMOHHYIO CMECh BBUIMBAIOT B BOJXY W 3KCTParupyroT
MOJIYYCHHYIO cMech dTHianeTatoM. OpraHn4ecKuil ciIoi OTHENSIOT, IPOMBIBAIOT BOJOH M HACHIIIEHHBIM pac-
TBOPOM COJIH, CyIIaT HaJ 0E3BOAHBIM CYyJib()aTOM MarHus M KOHIEHTPUPYIOT NPU MOHIKEHHOM JaBiieHnu. Oc-
TaTOK OYMINAIOT C ITOMOIILI0 KOJIOHOYHOM XpoMmaTorpadun Ha cuiMkaresie (dTHJIAETaT/TeKCaH) C MOJyIeHUEM
YKa3aHHOTO B 3arojioBke coequHeHus (3,42 1).

MC: [M+H-(tBu)] " 310,2.

B) tper-byTumi-iuc-3-amuHo-2-(6udeHn-3 -uiMe T ) murepuanH- | -kapOoKCHIIaT.

K cmecu Tpet-0yTuin-2-(0udeHnn-3-uimMeTn)-3-okcomunepuana- 1 -kapookcmnata (3,41 1), TT'D (25 mm)
1 MeOH (25 mu1) mpu KOMHATHOH TemrmepaType n00aBisoT arerat ammouust (7,19 r). CMech nepeMentuBaioT
Ipy KOMHATHOW TemIlepaType B TedeHHe | 4 W 3aTeM K cMecH JOOaBISIOT TPUAleTOKCHOOPOTHIPHU HATPUS
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(3,56 1). Cmech nepeMeIInBaloT MpH KOMHATHOM TemmepaTtype B TeueHue 18 u. Peaknuonnyro cmecs mpu 0°C
BBUIMBAIOT B HACHIIICHHBIN BOJAHBIH PacTBOp THAPOKAapOOHATa HATPHS M AKCTPArHPYIOT MOJIYYECHHYIO CMECh TH-
naneratoM. OpraHNdecKuil co OTIEINSAIOT, IPOMBIBAIOT BOJOW M HACHIIIEHHBIM PAacCTBOPOM COJH, CYIIAT HaJ
0e3BOIHBIM CyIb(AaTOM MarHus ¥ KOHICHTPUPYIOT IPH IMOHIKEHHOM AaBieHHH. OCTaTOK OYHINAIOT C TIOMO-
b0 KOJIOHOYHOH XpoMarorpaduu Ha CHIWKareye (METaHOJ/TWIIANETAT) ¢ MOTYYCHHEM yKa3aHHOTO B 3aro-
noBke coequHeHus (1,67 r).

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

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

K cMmecu tper-Oyrun-nuc-3-amMuHo-2-(0ngeHmI-3-uaMe ) nunepuaus- 1 -kapookcunara (1,66 r), TT'D
(15 mm) u TEA (0,917 r) npu 0°C nobasmusror merancynbdonmixiaopun (0,623 r). CMech nepeMeInBaoT IpH
KOMHAaTHOW TeMIlepaType B TeueHHe | 4, 3aTeM BBUIMBAIOT B JICASHYIO BOAY M OKCTPAarvpyroT STHIIALETATOM.
OpraHu4ecKuii CIOW OTACISIOT, IPOMBIBAIOT HACBHIIICHHBIM BOJHBIM PacTBOPOM THUAPOKapOOHATA HATPUSA U Ha-
CBIIIEHHBIM PacTBOPOM COJIM, CyIIAT Haj 0e3BOIHBIM CyJIb(aTOM MarHus U KOHLIEHTPUPYIOT NPH MMOHMKEHHOM
nasieHnH. OCTaTOK OYMINAIOT C TOMOIIBIO KOJIOHOYHOHM XpoMmarorpaduu Ha cuiinkarese (3THianeTaT/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, n, J=7,2 T'w), 7,30-7,39 (3H, m), 7,39-7,46 (3H, m), 7,52-7,58 (2H, m).

[Ipumep 24. Metun-uc-2-(3-iioaden3min)-3-((MeTHICYIb()OHNIT ) aMUHO ) TUTIEPUANH- | -KapOOKCHIIAT.

A) tper-bytnn-2-(3-iiog0eH3mi)-3-0KCOMUIepUInH- | -kapOOKCHIaT.

K cmecu Tpet-0yTnin-3-okconunepuaui- 1-kapookcuara (10 ) u Tomyona (100 mit) mpu KOMHATHOW TeM-
neparype 100aBisroT nuppoauauH (4,28 r). CMech nepeMeInBaroT pyu KOMHATHON Temneparype B TeueHue 30
MUH U KOHLUEHTPUPYIOT MpU NOHMKEeHHOM faaBiaeHuu. Octatok cmemuBaoT ¢ CH;CN (100 mi) u x cMecH 10-
6aBisiror 1-(6pommernin)-3-iionodenson (17,9 r). Cmeck nepememnBaoT B Tedenue Houw npu 80°C M KOHIEH-
TPUPYIOT NIPH MOHMKEHHOM JiaBlieHHH. OCTaTOK pacTBOPSIOT B THianerare U 1M coisiHON KuclioTe, mojydyeH-
HBII PacTBOp MepeMeInnBaoT B TedyeHne 30 MUH M 3aTeM DKCTParupyror stwianeraroM. OTAeneHHbIH opraHu-
YeCKUH CJI0i MPOMBIBAIOT HACKIIIEHHBIM PacTBOPOM COJIH, CyIIAT HajJ OC3BOAHBIM CYNb(AaTOM MarHusi U KOH-
HEHTPHPYIOT NPU MOHIDKEHHOM JaBieHnH. OCTaTOK OYMIIAIOT C TOMOIIBI0 KOJIOHOYHOH Xpomartorpaduu Ha
CHJTHKarese (dTHIaeTaT/TeKcaH) ¢ TIOIydeHHeM YKa3aHHOTO B 3arojioBke coequHeHus (14,7 ).

MC: [M+H-Boc]" 316,0.

B) tper-byTun-muc-3-amuHo-2-(3-fon0eH3mn ) munepuanH- 1 -kapOoKcHaT.

K cmecu tpet-0yTHn-2-(3-iionoensmn)-3-okcomunepuann- 1 -kapookcunara (3,9 r), MeOH (40 m) u TT' @
(40 mur) ipy KOMHATHOH TeMrepaType mo0aBistoT aneTaT aMMoHUS (7,24 1). CMech MepeMenmBaioT MPH KOM-
HaTHOW TeMmeparype B TedeHHe | 4, 3aTeM K cMecH 100aBIsIOT Tpualerokcuboporuapun Hartpus (3,58 1) u
MepeMEIINBAlOT MOJTYUYECHHYI0O CMECh NPH KOMHATHOW TeMIiepaType B TedeHue 18 4. Peaknuonnyio cmechk mo-
0aBIAIOT K HACBIIICHHOMY BOJHOMY PacTBOPY THAPOKapOOHATA HATPUS MPU OXJIAKICHUU JIBJIOM H SKCTParupy-
10T cMech aThnareratoM. OTIeNeHHbIH OpraHMYecKuil CI0H MTPOMBIBAIOT BOJOM M HACHIIICHHBIM PacTBOPOM
COJIM, cymIaT HajJ OE3BOAHBIM CYNIb(pAaTOM MarHHWs M KOHLEHTPUPYIOT IPH IMOHWKEHHOM JaBieHHH. OcTaTok
OYHIIAIOT C MOMOIIBIO0 KOJOHOYHOW XpoMmaTtorpadum Ha cwimkarene (NH, sTunanerat/rekcaH) ¢ moiydeHHEM
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- | -kKapOoKcHIaT.

K cmecn Tper-OyTmi-nmc-3-amuHo-2-(3-rnoadeH3mn)nunepuann- 1 -kapookcmnara (2,00 ) u TT'® (20 mu)
mpu 0°C gobasmsiror TEA (0,972 1) u meTancynbpormnxiopus (0,660 r). CMech epeMenIuBarOT MPH KOMHAT-
HOM TemmepaTtype B TedeHne 1 4. K cMecn m00aBIAIOT HACHIIIICHHBIN BOAHBINA PacTBOp THAPOKapOOHATA HATPUS
U OKCTParupyoT cMech sTmianeratoM. OpraHMYecKHid CIIOH OTHENSIOT, IPOMBIBAIOT BOJIOW M HACBHIIIEHHBIM
pacTBOpPOM COJH, CyIIaT Hajx O0e3BOJIHBIM CyIb(aToM MarHus ¥ KOHICHTPUPYIOT NPH MOHWKEHHOM JaBJICHHH.
OcTaToK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOM XpoMaTtorpaduu Ha cuirkaresue (3THIAeTaT/TeKcaH) ¢ HOoIyYeHHU-
€M yKa3aHHOTO B 3aroyioBke coeannenus (1,66 r).

MC: [M-H] 493,1.

D) I'mppoxnopuxa N-(umc-2-(3-1o10eH3 1) TMIepH IrH- 3 -1 )MeTaHCYJIb(OHAMU 1A,

K cmecn tper-Oyrmi-tuc-2-(3-iiogden3mn)-3-((MeTmICyb()OHNIT)aMUHO ) TUTIEPUIHH- | -KapOOKCcHIaTa
(1,66 T) u TT'® (8 M) Mpu KOMHATHOW TeMIIeparype A00aBisIOT 4M pacTBOp COJITHON KHWCIIOTHI B dTHJIAIIETATE
(8,39 mur). CMmech epeMeuBaiOT B TEUEHUE HOYM NP KOMHATHOW TeMIlepaType W KOHIICHTPUPYIOT IIPH TTOHH-
JKeHHOM JaBiieHHH. OCTaTOK CYCHEHIUPYIOT B JTWIALETaTe M COOMPAIOT TBEPIBIA MPOIYKT (MIBTPALIUCH.
TBepapIii MPOIYKT MPOMBIBAIOT STUIIAIIETATOM C MOJIYICHUEM yKa3aHHOTO B 3arosioBke coeauaenus (1,29 r).

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

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

K cmecn ruppoxmopuna N-(1mc-2-(3-uonbensmwn)nunepuaun-3-mi)meraacynbonamuna (1,3 1), TEA
(1,22 r) u TT'® (20 mu1) mpu KOMHATHO# Temreparype nobaBisitorT Metmixioppopmuar (0,570 r). Cmeck mepe-
MEIIMBAIOT NPH KOMHATHOW TemIieparype B TedeHne 10 MUH M KOHLEHTPUPYIOT MPU MOHWKEHHOM JaBJICHHU.
OcTaToK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha cuiukaresie (3THIAleTaT/TeKcaH) ¢ MOoIyYeHH-
€M yKa3aHHOTO B 3aroyioBke coeauuenus (1,30 T).
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'H SIMP (300 MT'y, 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).

[pumep 27. Merun-nuc-3-((MeTmicyabdoHmT)aMuHO)-2-(3-(MUppoauauH- 1 -11)OeH3 W) T e pUANH- 1 -
KapOOKCHIIaT.

Cmech MeTni-niuc-2-(3-onoen3nn)-3-((MeTrIcynb(hoHWIT)aMUHO ) TUTIepuInH- 1 -kapOokcunata (40 wmr),
mupposmauHa (12,6 mr), Pdy(dba); (8,10 mr), mumukmorekcmi(2'6'-nun3onponokcnoudenm-2-ui)dochrna
(12,4 mr), xapbonara me3us (86 mr) u t-AmOH (1 mi1) moxBepraloT MUKpOBOJIHOBOMY o0srydenuto mpu 100°C B
tedenue 1 4. [Tocie 3Toro cMech BBUTUBAIOT B BOJY M OKCTPAarupyroT dtuiamneratoM. OpraHudeckuid clion oTie-
JISIFOT, TIPOMBIBAIOT HACKHIIEHHBIM PAaCTBOPOM COJIH, CYIIAaT HaJx OE3BOTHBIM CyIb()aToM MarHus M KOHIEHTPH-
PYIOT P MOHMKEHHOM J1aBiieHnH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha CHIIMKare-
ne (NH, sTnnaneraT/rekcaH) ¢ Mojy4eHHEeM YKa3aHHOTO B 3arojoBke coeaunenus (19,0 mr).

'H SIMP (300 MT'y, 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).

Mpumep 64. Wzonpommi-unc-3-((MeTmicynb(oHmT)aMuHO )-2-((6-heHITUPUANH-2-HIT)METHII ) TUTIEPHU-
IMH-1-kapOokcuar.

A) (6-DeHunIUPUITH-2-IT)METAHOI.

Cwmech (6-OpommmpuanH-2-mwi)MeTanona (5,10 r), deanndoporoBoit kucnots (4,96 r), PA(PPh;), (1,25 1),
2M BogHOTO pacTBopa kKapbonata Hatpus (33,9 M) 1 DME (55 mi1) KUIATAT ¢ 0OpaTHBIM XOJIOAUILHUKOM B
TedeHue 15 9 B atmocdepe aprona. PeakinoHHYI0 CMeCh BBUIMBAIOT B BOAY M 3KCTPATUPYIOT CMECHIO THIIAIIC-
taT-TT'®. HepacTBopuMOE BEMIECTBO YAAISIOT (GHUIBTpalel, OPTaHUIECKUH CIION OTHCIIAIOT, TPOMBIBAIOT BO-
IO ¥ HACHIIIIEHHBIM PAacTBOPOM COJIH, CYIIAT HaJ 0e3BOIHBIM Cylb(aToM MarHus M KOHIEHTPHUPYIOT IPH II0-
HIDKEHHOM JlaBJieHHH. OCTaTOK OYHMINAIOT C MOMOIIBIO KOJIOHOYHOW XpoMaTtorpaduu Ha cuiukarene (dTuiane-
TaT/TeKcaH) ¥ KOJIOHOYHOH xpomaTorpadueii Ha cunukarene (NH, sTunanerar/rekcan) ¢ nolIydeHHEM yKa3aH-
HOTO B 3aroJIOBKe coenuHeHus (3,76 1).

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

B) 2-(bpommeTnin)-6-heHHIAUPUANH.

K cmecu (6-penmmmmupunnn-2-un)meranona (3,74 1), PPh; (6,36 1) u 6enzotpudropuna (150 mur) mpu 0°C
nobasmstor Terpadbpommeran (8,04 ). Cmech nepememnmBatoT mpu 0°C B TedeHne 3 9, HEPACTBOPUMOE BEIIECT-
BO yIAIAIOT (QIIBTPAIE M MPOMBIBAIOT dTHianeTaToM. OMIbTpaT KOHIEHTPUPYIOT IIPH HOHIKEHHOM JIaBJIe-
HUU. OCTaTOK OYHIIAIOT C TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha CHIHKarese (3TUIAIeTaT/Tekcat) ¢ Toy-
YeHHEM YKa3aHHOTO B 3arojioBke coequHeHus (4,03 r).

MC: [M+H]" 248,0.

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

K cmecu tper-OyTuin-3-okconunepuant-1-kapookcunara (2,69 ) u romyona (29 mMi1) mpu KOMHaTHOH TeM-
neparype 100asisiroT nuppoauauH (1,44 r). Cmech nepeMemnmBaroT pyu KOMHATHON Temneparype B TeueHue 30
MHH, KHUIIITAT ¢ 0OpaTHBIM XOJIOJMIBHUKOM B TeueHHe 1 4 ¢ ucronbp3oBaHueM JoBymkH JnHa-Crapka U KOH-
HCHTPHUPYIOT MpHU MoHmKeHHOM AapiicHnn. Octatok cMemmBaroT ¢ CH;CN (29 mun) u k cMecu npu KOMHATHOU
TeMmneparype aA00aBIsroT 2-(0pommetin)-6-penmmmupuana (4,02 r). CMech MEepeMEIIMBAIOT NP KOMHATHOM
TeMIepaType B TeueHHe 15 4, 3aTeM PEeakIMOHHYIO CMECh BBUTMBAIOT B BOJY W AKCTPATUPYIOT STHIIALIETATOM.
OpraHudecKuii CIO OTHENIAIOT, IPOMBIBAIOT BOAOH M HACBHIIICHHBIM PACTBOPOM COJIH, CyIIAaT HaJ O€3BOIHBIM
Cynp(paToM Maraus ¥ KOHICHTPHPYIOT IPH MOHIKEHHOM J1aBICHUH.

OcCTaToOK OYHINAIOT ¢ MOMOIIBI0 KOJOHOYHOM XpoMatorpaduu Ha CHIMKarese (3THiaIeTar/TekcaH) ¢ 1mo-
JTydeHUEM YKa3aHHOTO B 3aroJIoBKe coenuHeHus (2,56 r).

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

D) tper-bytun-unc-3-amuHo-2-((6-QpeHUTIUPUINH-2 -1 )METUI) THIIEPUIIH- | -KapOOKCHIIaT.

K cmecu tpet-0yTHin-3-okco-2-((6-peHuImupuInH-2-11)MEeTHII)THIepHIUH- | -kapObokcuiara (2,55 1), Me-
ta"ona (19 mur) u TT'® (19 M) mpu KOMHATHOH TemriepaType Ho0aBistoT anerat aMmMmonus (5,36 r). Cmecs me-
peMeIrBaoT pH KOMHATHOHM TeMneparype B TedeHHe | 4 M 3aTeM K CMecH J00aBISIOT TpHaleTOKCHOOpOorna-
pun Hatpus (2,65 r). CMech nepeMeInBaioT IpU KOMHATHON TeMneparype B TeueHue 3 4. Peakiponnyio cmech
BBUTMBAIOT B HACHIIIICHHBIA BOIHBIN pacTBOp THApPOKapOOHATa HATPHS MPH OXJIAKICHHUH JIBJIOM U SKCTPAaTHPYIOT
MOJYYCHHYIO CMeCh dTmiareratoM. OpraHndecKuil CJI0H OTIENSAIOT, IPOMBIBAIOT BOJOW M HACHIIMIEHHBIM pac-
TBOPOM COJIH, CyIIaT HaJx O0e3BOAHBIM CYIb()aTOM MarHus W KOHICHTPHPYIOT NMPH MOHWKEHHOM aaBieHnu. Oc-
TaTOK OYMINAIOT C IMIOMOIILI0 KOJOHOYHOUW XpomaTorpaduu Ha cHIMKarese (METaHOJ/ITHUIIALETAT) ¢ TIOTyYeHH-
€M yKa3aHHOTO B 3aroJioBke coeauHeHus (977 mr).

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

E) tper-Bytmi-tuc-3-((MeTuncyabQoHuT)aMuHO ) -2 -((6- eHUIITUP U AW H-2 - WIT ) ME THI ) TUTICPU I H- | -
KapOOKCHJIaT.

K cmecu tper-Oyrun-uuc-3-amuHo-2-((6-peHIIMUpUANH-2-1IT)METHI ) TUIIepUINH- | -kapOokcnnata (973
mr), TEA (536 mr) u TT® (9 mi) npu 0°C nobasisitor Metancynbhormxinopus (364 mr). CMech nepemennsa-
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0T TIpY KOMHATHOW TeMIeparype B TedeHue | 4, 3aTeM peakIHOHHYIO CMECh BEUTHBAIOT B BOAY CO JIBIOM H JKC-
TParupyrT IOJy4eHHYI0 cMech JTwianeraroM. OpraHMYecKHid CJIOH OTAENSIOT, MPOMBIBAIOT HACHIIICHHBIM
BOJIHBIM PAacTBOPOM THIpOKapOOHATa HATPHS W HACKHIIMIEHHBIM PaCTBOPOM COJIH, CYIIAaT HaJ Oe3BOIHBIM Cyibda-
TOM Marys U KOHIICHTPHUPYIOT MIPY MOHKEHHOM JaBieHUH. OCTaTOK OYHIIAIOT C TOMOIIBI0 KOJIOHOYHOH Xpo-
MaTtorpaduu Ha CHIIHKarese (3TUIAETaT/TeKCaH) ¢ TOJIyYeHHEeM YKa3aHHOTO B 3arojioBke coequHenus (1,05 r).

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

F) N-(upnc-2-((6-OeHunmupuuH-2 -1 METHI ) TUTICPU T H-3 - ) METAaHC Y Ib()OHAMUT.

K cmecn Tper-OyTri-ninc-3-((MeTHiIcybGOHMIT)aMIHO )-2-((6-QeHIITUPHUTNH-2 -HIT)METHI) TATICPUIUH- | -
kapOokcmiara (991 mr) u romyona (11 mi) npu KomHaTHO# Temmnepatype noGasisitor TOYK (11 mi). Cmech
MePEMEIIUBAIOT MIPU KOMHATHOHN TeMIlepatype B TeUeHHE | 9 M 3aTeM BBUTMBAIOT B HACBHINICHHBIA BOJHBIN pac-
TBOP THIpOKapOOHaTa HATPU IIPH OXJIaXIeHUH JibaoM. [TonyueHHyro cmech moamenaduBarot 10 pH 8 ¢ momo-
IIBI0 KapOOHaTa KajHs ¥ 9KCTParupyror cMechio sTninanerat/TI'®. Opranudeckuil cioi OTAENSIOT, HIPOMBIBAIOT
BOJIOW M HACKHIIICHHBEIM PAacTBOPOM COJH, CyIIaT HaJ OC3BOJHBIM CYIb(}HATOM MarHHsS W KOHIECHTPUPYIOT NpPHU
MOHIKEHHOM JAaBjieHuH. [lonmydeHHOe TBepaoe BemecTBO COOMPaoT QMIIbTpaluei U IPOMBIBAIOT MPOCTHIM JIU-
M30TPOITUIOBEIM 3(DHPOM ¢ TTOJTydeHHEM YKa3aHHOTO B 3aroJIoBKe coenrHeHus (671 Mmr).

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

G) WMsompormmn-muc-3-((MeTHICyIbhoHMWIT)aMUHO)-2-((6-h HUITTUP U ANH-2 -1 ) ME T ) TUTIEPUANH- | -Kap-
Ookcuar.

K cmecn N-(1tuc-2-((6-peHmIMmupuInH-2-11)MeTHI ) TAIepUAnH-3 -ni)MeTancynbpoHamuaa (150 mr) u
TI'® (2,17 mn) pu koMHaTHOU Temmiepatype nobasisior TEA (132 mr) u monpormunxnopdopmuar (0,326 mi).
CmMech repeMennBaloT Ipy KOMHATHOH TeMIlepaType B TedeHHe | 4, MOJy4YeHHYIO PEaKIMOHHYIO CMECh BBUIU-
BAaIOT B BOJY M OKCTPAarupyloT sTuinareratoM. OpraHn4eckuil clIol OTIeNsIoT, cymar Haj 0e3BOIHBIM Cyib(a-
TOM HaTpHsl U KOHICHTPUPYIOT NPU HOHMWKEHHOM JAaBieHHH. OCTaTOK OYMIIAIOT C TIOMOIIBI0O KOJOHOYHON Xpo-
Marorpaduy Ha CHIMKaresie (3THIaleTaT/TeKcaH) ¢ oJydeHHeM yKa3aHHOTO B 3arojioBke coenuneHus (157 mr).

'H SIMP (300 MI'n, 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, an, J=13,9, 5,7 I'n), 3,53-3,68 (1H, m), 3,96-4,14 (1H, m), 4,84 (2H, n, 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).

Ipumep 75. Ortun-nuc-2-(6udennn-3-mmernin)-3-((MeTHICYTH(HOHMIT)aMUHO )TUPPOJIAIUH- | -kKapOOK-
CHJIAT.

A) tper-byTtnn-2-(6nheHnn-3-uimMeTn)-3-0KCOMMPPOTUANH- | -kapOOKCHIIaT.

K cmecu tpeT-0yTHi-3-okcomupponauanH- 1 -kapookcunaTa (3,5 1) u Tomyona (30 M) Ipu KOMHATHOW TEM-
neparype mpo6asisroT mupposuaud (1,61 1). Cmech nepememmuBaiot npu 100°C B TeueHne 3 4 U KOHIEHTPUPY-
1. K octatky npu komHatHO#H Temmepatype nodasisitor CH;CN (30 mu) u 3-(6pommermn)oudenwun (4,67 T).
CmMech TepeMemmBaloT B Te4eHHe Hour B aTMocdepe azota npu 80°C u 3areM KOHLUEHTpUPYIOT. [lomy4eHHbIH
0CTaTOK pa30aBiIAIOT BOJOH M SKCTPArupyroT MOJIYYEHHYIO CMeCh dTHianeTatoM. OpraHndeckuil cioil cymar
HaJl 0E3BOAHBIM CYJIb()ATOM MarHusi 1 KOHIEHTPUPYIOT NPH MOHIKEHHOM JaBiieHHH. OCTaTOK OYHMILAIOT C MO-
MOIIBIO0 KOJIOHOYHOW Xpomarorpaduy Ha CHIIMKarelse (ITUiIAleTaT/TeKcaH) ¢ IMOJydYeHHeM yKa3aHHOTO B 3aro-
JOBKe coequnHeHus (2,92 r).

MC: [M+H-Boc]" 252,2.

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

Cmech  TpeT-OyTHi-2-(0ndeHnn-3-uimMeTn)-3-0KCOmMppoauant- 1 -kapookcmmata (2,38 1),  1-
dbennmranamuna (0,903 1), Tpuc(tpudTopmerancyabponara) urrtepous(3+) (0,420 r) u Tomyona (20 mir) mepe-
memmuBaroT pu 100°C B Teuenue 4 4. PeakIMOHHYI0 CMECh PacTpeeNIIIOT MEXTY THIIAIETATOM M BOJOH, Op-
TAaHWYECKHUHA CJION MMPOMBIBAIOT HACHIIIEHHBIM PACTBOPOM COJIM M KOHIICHTPHUPYIOT MIPH TOHIKEHHOM JaBIICHHH.
K cmecn nomyyennoro ocrarka (3,08 ), CH;CN (30 mi1) u ykcycHoit kucnotsl (5 mur) npu 0°C 1o0aBisioT Tpu-
anierokcuboporuapun Hatpust (4,30 r). Cmech nepeMeIINBalOT P KOMHATHOW TeMIlepaTrype B TeUeHHE | 4 U
HeWTpanm3ytoT 4M BOZHBIM pacTBOPOM T'MIpPOKcHAa HaTpus. [1oiydeHHYI0 cMech pacTpeessiioT MEeXy dTHII-
aIieTaTOM M BOJHBIM PacTBOPOM THUAPOKAPOOHATA HATPHUSA, OPTaHUICCKUIN CIOH MPOMBIBAIOT HACHIIICHHBIM pac-
TBOPOM COJIM M KOHLEHTPHUPYIOT NP MOHM)KEHHOM JAaBieHMH. OCTaTOK OYMIIAIOT C MOMOIIBIO KOJOHOYHOH
xpomartorpadun Ha cuimkarese (NH, sTunanerar/rekcaH) ¢ moJy4eHHEM YKa3aHHOTO B 3aroJjOBKE COSIUHEHUS
(2,29 1).

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

C) tpet-byTmi-iuc-3-amuHO-2-(0udeHUI-3 -UIMETHI ) TAPPOTUANH- | -KapOOKCHIIaT.

Cmech  TpeT-OyTui-mmc-2-(0udenwmn-3-uametrn)-3-(( 1 -peHnm T ) aMIHO ) TP PO ANH- | -KapOOKCcHIIaTa
(2,29 1), 20% runpokcuna namwiaaus Ha yrie (3,52 r), 1M consaoit kucnotsr (10,0 1) w MeOH (50 M) mepe-
MEIIMBAIOT B TEUCHHE HOYM B HOPMAJBHOW aTMocdepe BOJOpoJa MpU KOMHATHOH TemrepaType. Kartanuszarop
VAAISIOT (GUIBTPAIUCH ¥ (GUIBTPAT KOHIICHTPUPYIOT MPH NOHMKEHHOM JaBieHuH. OCTaTOK OYHIAIOT C MTOMO-
B0 KOJIOHOYHOW Xpomarorpadun Ha cwmkarene (NH, sTunanerat/rekcan) ¢ moigy4eHHEeM yKa3aHHOTO B 3aro-
JIOBKE coequHeHus (865 Mmr).

MC, naitneno: 297,2.

D) tper-bytun-unc-2-(6udenunn-3-uimetni)-3-((MeTHICYIL(OHIIT)aMIHO ) TUPPOJIUINH- | -kapOOKCHIIaT.

K cmecu tper-OyTrut-iuc-3-amMuHO-2-(0udeHmn-3-uiMe T ) mupponu - 1 -kapookcunara (865 mr), TEA
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(497 mr) u TT® (50 mu) npu 0°C nobasnstor MetaHCyIbGOHIIXIOpUA (337 Mr). CMech NepEeMEIINBAIOT TIPH
KOMHAaTHOW TeMIlepaType B TeueHHe | 4, 3aTeM BBUIMBAIOT B JICASHYIO BOAY M OKCTPAarvpyroT STHIIALETATOM.
OpraHuyeckuil ¢I0il OTAENSIOT, MPOMBIBAIOT HACHIIMICHHBIM BOAHBIM PacTBOPOM OMKapOOHaTa HAaTPUsl U HACHI-
IIEHHBIM PAcTBOPOM COJIH, CYIIAT HaJ OE3BOAHBIM CyIb()aToOM MarHusi ¥ KOHIECHTPUPYIOT IPH MOHM)KEHHOM
naBiaeHnr. OCTaTOK OYMINAIOT ¢ TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha CUIMKarelne (dTHIANETaT/TeKCaH) ¢
MOJIy9eHHUEM YKa3aHHOTO B 3aroyioBke coeauHeHus (750 mr).

MC: [M-H] 429,2.

E) T'mapoxnopua N-(1uc-2-(0ud eHmI-3 -UaMeTHI ) TUPPOITUANH-3 -1 )MEeTaHCyIb(poHaMuUAa.

CwMmech  Tper-OyTin-nuc-2-(6udenun-3-nnmernn)-3-((MeTHiICcyI-(QpOHIIT)aMHHO ) TUPPOIUIUH- | -kKapOOKCH-
nara (750 mr) u 4M pactBOpa COJITHOI KUCIIOTHI B aTMiianerare (20 Mi1) mepeMeIInBaroT P KOMHATHON TeM-
neparype B Tedyenue 3 nHei. Ocamok coOuparoT GuibTpanueil ¢ NoIydeHneM yKa3aHHOTO B 3ar0JOBKE COCIHHE-
Hus (500 mr).

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

F) Orun-unc-2-(6udennn-3-nimerni)-3-((MeTHICYIL(OHIIT)aMHHO ) TUPPOIUINH- | -kKapOOKCHIIaT.

K cmecu runpoxiopuna N-(1uc-2-(0ubeHmI-3-uaMeTHI ) TUPPOTUANH-3 -1 )MeTancynbponamuaa (40 mr),
TEA (33,1 mr) u TT'® (3 mu1) mpu KOMHATHOW TeMrepaType A00aBisioT sTuinxiophopmuar (23,7 mr). Cmech
MEepEMEIINBAIOT IIPH KOMHATHOI TemriepaType B TeueHne 30 MUH, 3aTeM PEaKLMOHHBIM PacTBOpP MPH KOMHATHOH
TeMIIepaType BBUIMBAIOT B HACBIIIIEHHBIH PAacTBOP THAPOKapOOHATa HATPHA U SKCTPArupyroT MOIyYEHHYIO0 CMECh
stunaneraToM. OpraHn4ecKuil cIoil OTAENAIOT, MPOMBIBAIOT HACBHIIIEHHBIM PAacTBOPOM COJH, CyIIaT Haj 0e3-
BOJHBIM Cylb()aTOM MarHusi U KOHIIEHTPUPYIOT NPH MOHIKCHHOM JaBiieHHH. [loydeHHOEe TBEpAOE BEIIECTBO
KPHUCTAJUTU3YIOT U3 CMECH THJIAIlETAaT-TeNTaH C NOIyYeHHEM yKa3aHHOTO B 3aroyioBke coepnHenus (32,0 mr).

'H IMP (300 MI'n, IMCO-de) & 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).

[Mpumep 76. OnTHUECKH aKTHBHBIN W30MPONMI-IHC-3-((METHICYIBL(GOHMIT)aMIHO)-2-((6-peHummupuIuH-
2-WIT)METHI ) TUIIepUINH- | -kKapOOKCHIIaT.

Panemar (120 mr) msonponui-nnc-3-((MeTuicyabGoHnT)aMrHO )-2-((6-(heHUITTUPUTTH-2 -1IT)METHIT ) [THTIC-
punuH-1-kapbokcunara paznenstor ¢ nomouipio BOXX (komonka: CHIRALPAK AD-H (UG065), 4,6 mm
IDx250 mm L, mpomsBoactBa Daicel Chemical Industries, noaBmxknas ¢a3za: rexcan/2-nponanon=700/300) c
MOJTydeHUEM YKa3aHHOTO B 3aroyioBke coenuHeHus (49,4 mr) (dpakius ¢ MEHBITUM BPEMEHEM yIEP KUBAHHUSA).
YkazaHHOE B 3ar'0JIOBKE COeIMHEHNE ounmIaroT ¢ moMoripio BOXXX (C18, moaBmwkHas (asza: BoIa/alleTOHUTPUIT
(comeprxammii 0,1% TDVYK)), k nomydeHHON Dpakmu J0OABISIOT HACKIIIICHHBIN BOAHBIN pacTBOp rHApoKapOo-
HaTa HaTpPHUsA M SKCTPArupyroT CMECh 3THJIANIETATOM. ODKCTPAKT CyIIaT Hal O€3BOAHBIM Cynb(aToM MarHus u
KOHIICHTPUPYIOT MTPH MIOHW)KEHHOM JIaBJICHUH C MTOJIYYCHUEM YKa3aHHOTO B 3arojioBke coeamHeHus (43,0 mr).

'H SIMP (300 MI'u, IMCO-dg) 8 0,47 (2H, ymr.c), 0,64-1,12 (4H, m), 1,48 (1H, ym.c), 1,74 (3H, yurc),
2,93-3,24 (6H, m), 3,43 (1H, 1, J=6,1 T'nm), 3,86 (1H, ym.c), 4,31 (1H, ymr.c), 4,76 (1H, ym.c), 7,11-7,22 (1H, m),
7,34-7,54 (4H, m), 7,73 (2H, ym.c), 8,00-8,11 (2H, m).

IMpumep 81. N-(1uc-2-(budenn-3-uaMe T ) TMppoTU I H-3 - 1T )METaHCYTb(HOHAMHU/.

CMmecy  Tper-OyTmi-nuc-2-(6ndenmn-3-ummetn)-3-((MeTHICY b OHMIT)aMUHO ) TP POJIU N H- | -KapOoK-
cunata (0,950 r), TOVK (3,08 r) u quxmopmerana (10 M) mepemermBaroT B atMmocdepe azora mpu 15°C B Te-
yeHue 2 4.

PeaxumonHbIi pacTBOp HelTpanu3ytoT (pH 7) HachIIeHHBIM BOAHBIM pacTBOPOM I'HIpOKapOOHaTa HATPUSL.
BopHblil ci10i 9KCTparupyoT IUXJIOPMETAaHOM, OOBEIUHEHHbIE OPTAHUYECKHUE CIIOM MPOMBIBAIOT HACHIIICHHBIM
pacTBOPOM COJIH, CyIIAT Haja OE3BOAHBIM CyNb(haTOM HATPHA M KOHIEHTPHPYIOT NPH MOHIKCHHOM JaBJICHUM.
OcCTaToK OYMINAIOT C MIOMOIIBI0 KOJIOHOYHOH XpoMmarorpadui Ha CHIIHKarese (3TaHOJ/ITHIIANETAT) C IMOTYICHH-
€M yKa3aHHOTO B 3aroyioBke coeauuenus (0,378 ).

'H SIMP (400 MI', CDCl3) & 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).

IIpumep 88. Tper-Bytnn-mmc-3-((Metuncynshorwm)aMuHO)-2-((2-perm- 1,3-Tra3oa-4-11)MeTHI ) TUIepr-
IuH- 1 -kapOokcumar.

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

CwMmechb Oenzonkapborroamuaa (6,86 1), 1,3-muxiopanerona (6,35 r) n toxyona (50 Mir) KUIATAT ¢ oOpart-
HBIM XOJIOAWJILHUKOM B TeueHHE 3 4. PeakIMOHHYI0 cMech OXJIKIAIOT U J00aBisioT Boay. [lomydeHHyto cMech
9KCTParkupyroT STHIALETATOM, SKCTPAKT IMPOMBIBAIOT BOIOH M HACKHIIICHHBIM PacTBOPOM COJIH, CyIIaT Haja 0e3-
BOJHBIM CyJb(aTOM HATpUs M KOHLIEHTPHUPYIOT NPH MOHMKCHHOM AaBieHUH. OCTaTOK OYMIIAIOT C ITOMOIIBIO
KOJIOHOYHOM XpoMaTorpaduu Ha CHIIMKareie (dTHIALETAT/TeKCaH) ¢ TIOTyYeHHEM YKa3aHHOTO B 3aroJIOBKE CO-
equaenus (9,77 r).

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

B) tper-byTui-3-okco-2-((2-pernn-1,3-tuazon-4-um)MeTHI ) TUIIePUAUH- | -KapOOKCHIIAT.

K cmecn Tper-Oytmin-3-okconunepunus-1-kapookcunara (0,950 r) u tomyona (10 mi) mpu KOMHATHOH
Temrieparype aodasisioT muppoaunud (0,509 1). CMech mepeMenmBaroT MNP KOMHATHOW TeMIIepaType B Tede-
Hue 30 MuH U KoHIEeHTpUpYIoT. OcTtaTtok cmemmBatoT ¢ CH;CN (10 mir) 1 kK cMecn Ipy KOMHATHOM TeMIiepaTy-
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pe nobasmsiror 4-(xnopmerin)-2-penmi-1,3-tuazon (1 r) u TBAI (0,352 r). Cmech mepeMemmBaioT B TeUECHHE
Hout npu 80°C U 3aTeM KOHUEHTPHUPYIOT. [10IyUueHHBIN OCTaTOK paclpeesstoT MeX Ty 3TUIALETaTOM U BOJON
¥ CMECh 3KCTPArupyroT sTmianeratoM. OpraHudecKuii ¢I0i MPOMBIBAIOT HACHIIICHHBIM PACTBOPOM COJIH, CYIIAT
HaJl 0E3BOAHBIM CyIb(ATOM MarHusl 1 KOHLEHTPUPYIOT IPHU MOHIKCHHOM JaBiieHHH. OCTaTOK OYHUIAIOT C MO-
MOIIIBIO KOJIOHOYHOU XpomaTorpadun Ha cuimkarese (3JI0CHT: STHIIAIeTaT/TeKCaH) ¢ TOMydeHHEeM YKa3aHHOTO
B 3arosioBke coenuHeHus (0,580 ).

MC: [M+H]" 373,1.

C) tpet-byTmi-tuc-3-amuHo-2-((2-denwm-1,3-trna3om-4-mi)MeTHI) TUNepUIuH- | -kapOokcHaT.

K cmecu Tper-0yTmi-3-okco-2-((2-¢eHmi-1,3-tra3zon-4-un)Me T munepuanH- 1 -kapookcmnara (580 mr),
arierara ammonus (1200 mr), MeOH (5 M) u TI'® (5 mu1) npu KOMHATHO# TemriepaType 100aBisIOT TpUale-
Tokcuboporuapun Harpus (495 mr). CMech nepeMenIuBaloT B TeUEHHE HOYM NPH KOMHATHOW TeMIiepaType U
3aTeM KOHLEHTPUPYIOT. [10JTydeHHBII 0CTaTOK CMEIINBAIOT C HACHIIEHHBIM BOAHBIM pacTBOPOM THIpOKapOoHa-
Ta HATPUSI ¥ IKCTPArupyIOT MOJIYYEHHYIO cMech dTHinaneraToM. OpraHuyeckuil CJIOH IPOMBIBAIOT HACKIIIEHHBIM
pacTBOpPOM COJH, CyIIAT Hajx O0e3BOJIHBIM CyJIb()aToOM MarHus ¥ KOHICHTPUPYIOT NPH MOHWKEHHOM JaBJICHHH.
OcTaToK OYMIIAIOT ¢ TIOMOIIBIO KOJOHOYHOH XpoMaTorpaduu Ha cUIuKarese (METaHOJ/ITHIIANETAT) C MOJTyde-
HUEM YKa3aHHOTO B 3aroJIoBKe coeauHeHus (213 mr).

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

D) TpeT-bytnn-nmc-3-((MeTuncynshoHm)aMuHO )-2-((2-peHmt- 1,3-Tra3on-4 -1 Me T ) TUIepuIuH- 1 -
KapOOKCHIIAT.

K cmecu tper-OyTrin-ninc-3-amuHo-2-((2-henni-1,3-Tuazon-4-min)MeTwn ) munepuanH- 1 -kapookcunata (212
mr), TEA (86 mr) u TT'® (5 mu1) npu KOMHaTHOH TeMmeparype 100aBIsIOT MeTaHCYIb(OHOBbIH aHruapun (119
mr). CMech epeMeIInBaloT NP KOMHATHOW TeMneparype B TedeHue 10 MUH M KOHIEHTpHPYIOT. OCTaTOK 04H-
IIAIOT C TOMOIIBI0 KOJIOHOYHON XpoMaTorpaduu Ha CHIMKarese (3THIaleTaT/TeKcaH) ¢ MoJy4eHHeM yKa3aHHO-
TO B 3aroJIoBKe coeanHenus (212 mr).

'H IMP (300 MTI'u, CDCl3) & 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'n), 4,75 (1H, x, J=5,8 I'n), 6,14 (1H, ymur.c),
7,01 (1H, ¢), 7,39-7,49 (3H, m), 7,86-8,01 (2H, m).

IIpumep 89. Mzonpormn-muc-3-((MeTuncynbhoHwmI)aMuHO)-2-((2-permt- 1,3-Tra301-4-1i1)MeTHI ) TUIepH -
IuH- 1 -kapOokcumar.

A) Jurunpoxnopun N-(muc-2-((2-benmn-1,3-tra3on-4-mn)MeTHI) TUIepUIIH-3-MT)METaHC YT OHAMHA/IA.

K cmecu tper-OyTri-iuc-3-((MeTmicymbGoHn)aMuHO )-2-((2-hennn- 1,3-Tnazor-4-un)Me THI ) TATICPU THH-
1-kap6okcunara (207 Mr) u dTrnanerata (5 MiI) TPy KOMHATHOM TeMriepaType 100aBisioT 4M pacTBOp COSTHON
KHCIOTHI B dTHianeTare (2 mur). CMech epeMenTuBaloT B TE€UCHHE HOYM NMPH KOMHATHOMW TeMIIepaType U 3aTeM
KOHLIEHTPUPYIOT C MOTY4YEHUEM YKa3aHHOIO B 3aroyioBke coeauHenus (200 mr).

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

B) Wzonponmi-uc-3-((MeTuincynbhoHmI)aMiHo )-2-((2-penm-1,3-Trazon-4-1i)Me T THIepUIUH- 1 -
KapOOKCHJIaT.

K cmecn N-(mmc-2-((2-dhenun-1,3-Trazon-4-win)MeTHn ) TunepuanH-3-mwi)Metancynbpornamunaa (60 wmr),
TEA (71,5 mr) u TT'® (2 M) mobasnstor 2M pactBop u3omnpommwixiopdopmuara B toryosie (0,106 mi) npu
KOMHaTHOH Temmeparype. CMech IIepeMEIINBAOT P KOMHATHON TeMIepaType B TEUCHUE 3 4 M 3aTE€M OYHMINA-
FOT C TIOMOIIBIO KOJIOHOYHON XpoMaTorpaduu Ha CHIIMKarese (3THIAeTaT/TeKcaH) ¢ MoydeHHeM YKa3aHHOTO B
3aroyioBke coenuHeHus (43,0 mr).

'H SIMP (300 MI', CDCl3) & 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, am, 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, ymr.c), 7,02
(1H, ¢), 7,38-7,53 (3H, m), 7,90-8,02 (2H, m).

Mpumep 93. N-(uuc-2-(budennn-3-unmerwin)- 1 -(MUKIONPONHIKApOOHMI) TUIEPUIUH-3 -1 )METaHCYJIb-
dhonamu.

K cmecn N-(unc-2-(0nudennn-3-unmern)nunepuant-3-mimerancyiabdonamuna (100 mr), TEA (58,8 mr)
u quxsopmerana (1 mu) B atmocdepe asora npu 0°C mo0aBisioT LUKIONpornaHkapOooHmwxiopuy (45,5 mr).
Cwmech nepemermBatot npu 0°C B Teyenune 1 4. K cMecn 100aBIISIOT HACHIIIEHHBIH BOJHBIH pacTBOP THIpOKap-
OoHaTa HaTpUs ¥ TOJYYEHHYIO CMECh OKCTParupyroT AuXjopMeTaHoM. OpraHudeckuii Cloi OTAENSIOT, TIPOMBI-
BAIOT HACBHIIICHHBIM PACTBOPOM COJIH, CYIIAT HaJ OC3BOIHBIM CyIb()aToM HATPUS M KOHIEHTPHPYIOT IPH TTOHHU-
JKEHHOM JaBiieHHH. OCTaTOK OYHINAIOT C MOMOIIBI0 BBICOKOA(P(GEKTUBHOMN KUAKOCTHON XpomaTtorpadum (Ko-
nonka: Phenomenex Gemini, moxsmxHas ¢aza: Boga/CH;CN (comepxkammuii 0,05% NH;-H,0)) ¢ momyuennem
YKa3aHHOTO B 3arojioBke coequHeHwus (56,0 mr).

'H SIMP (400 MT', 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, x, J=7,6 I'm), 7,27-7,47 (TH, m), 7,57-7,62 (2H, m).

[Tpumep 100. Mzonpomui-ninc-2-((6-(2,5-gudTopdeHmn) mupuant-2 -ui)MeTun)-3-((MeTiincynbdo-
HHJI)aMHHO )TUTIepUINH- | -kapOOKCHIaT.

A) 3-H3onponniokconunepuant-1-kapookcumar.

K cmecu runpoxnopuna 1-6ensmwimunepuaun-3-ona (15,0 v), TEA (7,40 1) u CH3CN (100 mur) nipu 0°C o
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KarsiM 100aBisiroT 2M pactBop uzonpomwixiopgopmuara B toayosne (59,8 min). CMmech mepeMenmmBaioT pu
KOMHAaTHOW TeMIepaTrype B Te4eHHe 2 4, HEpacCTBOPHUMBIH OCAJOK YAAISIOT (WIbTpanMeidl W IPOMBIBAIOT
CH;CN. ®unbTpaT KOHIEHTPHUPYIOT TPU MOHWKEHHOM JaBieHHA. OCTaTOK Pa30aBIISIOT HACHIIIICHHBIM BOJIHBIM
pacTBOpoM TuApOKapOOHAaTa HATPHUA W CMECh SKCTPArWpYIOT 3TWianeTatoM. OpraHMYecKHil CIOH OTHEISIOT,
MPOMBIBAIOT HACHIIIIEHHBIM PACTBOPOM COJIH, CYIIAT HaJ O€3BOAHBIM CYJIH(ATOM MarHus ¥ KOHIICHTPUPYIOT pU
TOHIKEHHOM JaBiieHNH. OCTaTOK OYMIIAIOT C IMTOMOIIBI0O KOJIOHOYHON XpoMaTorpadui Ha CHIMKarene (3THII-
areTaT/TeKkcan) ¢ MoydeHreM YKa3aHHOTO B 3arojioBke coequHenwus (11,0 r).

'H IMP (300 MI'u, CDCl3) & 1,25 (6H, 1, J=6,4 T'), 1,95-2,04 (2H, M), 2,48 (2H, T, J=6,6 '), 3,60-3,66
(2H, m), 4,04 (2H, c), 4,94 (1H, spt, J=6,2 T'm).

B) 2-Bpom-6-(6poMMeTHIT) T PUINH.

K cmecu (6-6pomnupuaus-2-uwn)meranona (5,22 r), PPh; (8,74 1) n 6enzorpudropnaa (210 mi) npu 0°C
nobasisiror Terpadbpommerad (11,1 r). Cmech nepememusator npu 0°C B TeueHue 2 4, HEPACTBOPUMBIN 0CaT0K
YIAIIOT (QUIIbTpalueil 1 TPOMBIBAIOT CMECHIO 3THJIALETATOM M JMATHIOBBIM 3¢upoM. DuibTpar KOHIEHTPHU-
PYIOT IIpH TOHMKEHHOM J1aBlieHnH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha CHIIMKare-
e (3THaneTaT/TeKcaH) ¢ MoIyYeHHeM yKa3aHHOTo B 3aroyioBke coenunenus (7,33 r).

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

C) Uzomnpormun-2-((6-0poMITUpHUINH-2-HIT)METHNI) -3 -OKCOTUIICPUINH- | -KapOOKCHIIAT.

K cmecu mzonponmi-3-okconunepuant- 1 -kapookcunara (4,50 r) 1 Tomyona (52 mur) npu KOMHATHON TeM-
neparype mob6apistoT mupponuant (2,59 r). Cmech nepeMenmBaioT Mpu KOMHATHOH Temneparype B TedeHue 30
MUH U 3aTeM KOHIeHTpupyioT. K cmecn nobasmsaror Toryon u CH;CN u moirydeHHYI0 cMech KOHIIEHTPHPYIOT.
Ocratok cmemmuBaioT ¢ CH3;CN (52 Mi1) U Kk cMecH IpH KOMHATHOW TeMmIieparype no0aBisioT 2-0pom-6-
(6pommeTrm)mupuanH (7,32 T). CMeECh KHIATAT ¢ OOpAaTHBIM XOJIOAMJILHUKOM B TeUeHHE 15 4, peakIMoOHHYIO
CMeCh BBUTMBAIOT B BOJY M SKCTPArHpPyIOT MOIYYCHHYIO CMECh dTIiarneraToM. OpraHnuecKuil cioil oTnensmor,
MPOMBIBAIOT BOJIOW M HACBIIIEHHBIM PACTBOPOM COJIM, CYIIAT HaJ OE3BOAHBIM CyNb(aToOM MarHus U KOHIEHTPHU-
PYIOT P MOHMKEHHOM J1aBiieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOHM XpoMaTorpaduu Ha CHIIMKare-
e (RIFOCHT: ATIJIAIICTAT/TEKCaH) C TIOJIyYCHUEM YKa3aHHOTO B 3arojioBKe coequHeHus (2,72 r).

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

D) Uzomnponun-muc-3-amuH0-2-((6-0poMIHpHUANH-2-HIT)METHI ) TMIIEPUINH- | -kapOoKcHIIaT.

K cmecu uzonponm-2-((6-6poMIMpHANH-2-HIT)METHI )-3-0KCOUnepuanH- 1 -kapookcumnata (2,71 r), meta-
Houa (23 mu) u TI'® (23 mur) mpu KOMHATHOH TeMIleparype A00aBisrOT arietat ammoHus (5,88 1). Cmech niepe-
MEIIMBAIOT TP KOMHATHOH TemIiepaTrype B TeUeHHE | 4 M K CMeCH J00aBISIOT TPHAIETOKCHOOPOTHIpH Ha-
Tpus (3,23 1). CMech epeMeInmBarOT IPH KOMHATHON Temmiepatype B TedeHne 15 4. CMech BBUIMBAIOT B HACHI-
IIEHHBIA BOJHBIA PacTBOp THAPOKapOOHATa HATPHUS NPU OXJIAXKACHUH JIBIOM U AKCTPAarupyIOT STHIAICTATOM.
OpraHu4ecKuii CIO OTHENIAIOT, IPOMBIBAIOT BOAOH M HACBHIIICHHBIM PACTBOPOM COJIH, CyIIAaT HaJ OE3BOIHBIM
Cynb(}aToOM MarHus ¥ KOHIEHTPHPYIOT NPH MOHIKEHHOM JaBiieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOY-
HOHM xpoMaTorpaduu Ha CHIIHKaresne (METaHOJI/3TUIIALIETaT) C OIyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COEIMHEHHS
(373 mr).

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

E)  Hzompommn-uunc-2-((6-OpoMnupuanH-2-ua)MeThi)-3-((MeTriICyIb(pOHMIT)aMHHO JITHIIEPU TUH- | -Kap-
GokcwuIar.

K cmecn wm3omponui-muc-3-aMuHo-2-((6-0poMITUpHInH-2-1T)METHII ) TUNIepuanH- | -kapOokcunata (369
mr), TEA (210 mr) m TT'® (3,5 mur) nmpu KOMHATHOH TemIieparype mo0aBisitoT MeTtaHcyibonummxiaopua (142
Mmr). CMech IepeMennBaoT IpH KOMHATHON TeMIepaType B TeUeHHE | U, peakI[MOHHBIN pacTBOp BBUIMBAIOT B
BOJIY WM DKCTPATHUPYIOT IOIYYEHHYIO CMeCh ATHianeraToM. OpraHmdecKuil CJIoi OTAEISIOT, IPOMBIBAIOT HACHI-
IIEHHBIM BOJHBIM PacTBOPOM THAPOKapOOHATa HATPUS W HACHIIIEHHBIM PacTBOPOM COJIH, CyIIaT Haj 0e3Boj-
HBIM CyJb(aTOM MarHusi 1 KOHIEHTPUPYIOT NPH MOHMKEHHOM JaBieHHH. OCTaTOK OYMINAIOT C MIOMOIIBIO KO-
JIOHOYHOH Xpomarorpauy Ha CHIMKareie (3TUIAETaT/TeKCaH) ¢ TOJlyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIH-
HeHus (340 wmr).

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

F) W3zonponmi-mmc-2-((6-(2,5-mudropdeHmn)nupuauH-2-1ia)MeTri)-3-((MeTHICy b OHIIT )aMHHO ) TTH-
HepHUIuH- 1 -kapOoKcHIIaT.
Cmech n3onponui-uuc-2-((6-opomMmupuarH-2-1i1)MeTHIN )-3-((METHICYJIb()OHNIT ) aMUHO ) TUTIEPUIUH- | -

kapOokcmnata (73 mr), (2,5-mudTopdenmn)ooporoBoit kucnothl (39,8 mr), 2M BoaHOTO pacTBOopa KapOoHaTa
Hatpus (0,210 mur) mw DME (1,1 mMi1) KATIATAT ¢ 0OpaTHBIM XOJOAMIIEHAKOM B aTMoc(depe aproHa B TeueHue 9 d.
PeakIMOHHYI0 CMeCh BBUIMBAIOT B BOJY M 3KCTPArupyroT 3TuianeraroM. OpraHn4ecKuii cliol OTHeNsIoT, Ipo-
MBIBAIOT BOJIOH M HACBIIICHHBIM PACTBOPOM COJIH, CyIIaT HajJ 0e3BOIHBIM CYNb(}aTOM MarHusi U KOHIEHTPHPY-
IOT [IPU MOHM)KEHHOM JiaBiieHHH. OCTAaTOK OYHMILAIOT C TIOMOIIBI0 KOJOHOYHOI Xpomarorpaduu Ha CUIIMKarese
(aTHNaneTaT/TeKcaH) ¢ MolydYeHneM yKa3aHHOTO B 3ar0JIOBKe coetMHeHus (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, ymr.c), 7,01-7,16 (2H, m), 7,22-7,26 (1H, m), 7,62-7,74 (3H, m).
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Mpumep 101. Otmn-(2S,3S)-2-(6udennn-3-uamerwn)-3-((MeTHICYIE(GOHUIT)aMUHO ) TUPPOJTUIUH- | -Kap-
Gokcwuar.

Pamemar (146 wr) oatun-umc-2-(oudeHmn-3-uametnn)-3-((MeTHICYTb()OHUIT)aMUHO )ITUPPOTH TN H- 1 -
KapOoKcmara pasziesnstor ¢ nomoinsio BOXKX (kononka: Chiralcel OD (IK001), 50 mm IDx500 mm L, npous-
BozactBa Daicel Chemical Industries, momBmwkHas (asa: rexcan/2-mpomnanosi=450/550) ¢ mosydeHneM yka3aHHO-
TO B 3aroyioBke coenuueHus (47 mr) (Gpakius ¢ MEHBIIUM BpeMEHEM YICPKUBAHUA).

'H SIMP (300 MI', 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).

IIpumep 116. Uzonponmi-iuc-2-((2',3'-nudropoud ennn-3-mi)MeTwn )-3-((MeTHICYIb()OHNIT )aMHHO ) TTHTIC-
puanH- 1 -KapOOKCHIIaT.

Cwmech u3onponmi-pc-2-(3-ioxoeH3mn)-3-((MeTIIC YT OHMIT )aMHUHO ) ITUTIEpUANH- | -kapOokcunaTa (96 Mmr),
(2,3-mudropdpennn)doponosoii kucaoTel (95 mr), XPhos Pd G3 (8,46 mr), 1M BogHOrO pacTBopa Tpukanuiidoc-
¢ara (0,6 M) u TTD (1 mur) KUIATAT ¢ OOpPATHBIM XOJOAMILHUKOM B TedeHue | 4. PeakimoHHyro cmech pazoas-
JSIOT 3TUIALETAaTOM, IIPOMBIBAIOT BOJIOW M HACHIILIEHHBIM PacTBOPOM COJIM, CyIIaT HaJ Oe3BOJIHBIM Cyib(haToM
HATpUsI ¥ KOHLEHTPUPYIOT NP MOHWKEHHOM JaBieHHH. OCTaTOK OYMIIAIOT C ITOMOIIBIO KOJIOHOYHOH XpOMaro-
rpadun Ha cruMKarene (3TUIIALETAT/TeKCaH) C MOJTydeHHEM yKa3aHHOTO B 3aroyioBke coexuneHus (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).

IIpumep 117. N3onpommi-niuc-2-(3-tionoen3nn)-3-((MeTHICYTb(HOHIIT)aMHUHO ) TUTIEPUINH- | -kapOokcuar.

K cmecn tumpoxmopuga N-(1uc-2-(3-iiogden3mn)nmunepuani-3-mnmMmerancyiabdoramuna (1,29 1), TEA
(0,909 t) u TT'® (15 M) MpU KOMHATHOW TeMIIepaType H00aBISIIOT 2M pacTBOp HU30MPONMMIXJIOpPopMHuaTa B
tosryorie (1,80 mur). K cmecn mpu KOMHATHOM TemIiepaType A00aBISIFOT HACHIIIEHHBIN BOJHBIA pacTBOpP THAPO-
KapOOHaTa HATPHUA W OYHUINAIOT ITOIYYEHHYIO CMECh C MOMOIIBIO KOJIOHOYHOM XpoMarorpaduu Ha CHIHMKareie
(aTHNaneTaT/TeKcaH) ¢ MoJlydYeHneM yKa3aHHOTO B 3arojioBke coenunenus (1,16 r).

'H SIMP (300 MI', CDCl5) & 0,83-1,00 (3H, m), 1,10 (3H, z, J=6,1 T'm), 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, m), 4,22-4,38 (1H, m), 4,58-4,82 (2H, m), 6,92-7,07 (1H, m),
7,15 (1H, 0o, J=7,6 I'n), 7,48-7,58 (2H, m).

[Mpumep 122. NUzonponun-uuc-3-((Metmicyibdonnt)amuHo)-2-((3-penmn-1H-nupa3zon- 1 -um)MeTni)nurmne-
puauH-1-kapOoKcHIar.

A) 3-Hurpo-2-((3-¢pennin-1H-nmpazon-1-nin)MeTH) TMpuInH.

Cwmech 2-(6pommernn)-3-autpormpununa (100 mr), 3-bennn-1H-mupazona (69,8 mr) u IM®DA (2 mi) me-
pemermmBaroT npu 60°C B Tedenne 17 4. CMech pacupeeNsiIoT MKy dTHIANETATOM U BOJOH, OpraHNYeCKHMA
CJIOI MPOMBIBAIOT HACKHIIICHHBIM PAaCTBOPOM COJIM M KOHIICHTPHUPYIOT IPH MOHIDKEHHOM aaBieHHH. OcTaTok
OYHIIAIOT C MOMOIIBI0 KOJOHOYHOW xpomartorpadum Ha cwimkarene (NH, sTunanerat/rekcaH) ¢ moilydeHHEM
YKa3aHHOTO B 3aroJIOBKE coeTnHEeHUs (87 MT).

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

B) 2-((3-®ennin-1H-nupa3zoi- 1 -mm)MeTHIT ) TUPUIUH-3 -aMUH.

Cwmech 3-auTpo-2-((3-henni-1H-mupazon-1-mm)merun)mupuanaa (793 mr), 10% namnanus za yrie (301
MT) ¥ 9TaHoja (35 MiI) mepeMennBaloT B HOpMaJbHOW aTMocdepe BoIopoaa NMpU KOMHATHOM TeMIeparype B
teuenne 1 4. Karanmuszarop yzamsior ¢uibrpanueil 1 GUIBTpaT KOHICHTPUPYIOT TPU ITOHWKEHHOM JaBJICHUH.
OcTaToK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha cuiukaresie (3THIAeTaT/TeKcaH) ¢ MOoTyYeHH-
€M yKa3aHHOTO B 3aroyioBke coeanHenus (509 mr).

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

C) N-(2-((3-pernn-1H-mmupazon- 1 -mn)MeTH) TUpUIuH-3 - T )METaHCYIb(HOHAMHUT.

Cwmech 2-((3-pennn-1H-mupaszon-1-mwr)mermwn)nmupunni-3-amuaa (550 mr), TEA (667 mr), meTancynbdo-
Huxiopuaa (629 mr) u TI'® (10 M) mepemMemuBarOT Mpu KOMHATHON 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 Teduenwue 3 4. PeakMOHHBIN pacTBOP pacpeAcsaioT MeXAy dTHIANETATOM U BOAOH, OPTaHUIECKUH CIION
MPOMBIBAIOT HACBHIIIEHHBIM PACTBOPOM COJIM U KOHIEHTPHUPYIOT NPH MOHWKEHHOM JaBiieHHH. OCTaTOK O4YHINa-
IOT C IOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cuiamkarese (3THaneTaT/TekcaH) ¢ MoJydeHHEM yKa3aHHOTO B
3aroyioBke coeaunenus (650 mr).

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

D) N-(umc-2-((3-®ennin-1H-nupa3zo:-1 -mm)MeTrin) munepuanH-3 - 1) MeTaHC Y Tb(hOHAMHU .

Cmecps N-(2-((3-¢pennn-1H-nupazon-1-mm)MeTn)nupuanH-3-ui)MeTancynshponamuna (648 mr), 5% ma-
tuHBI Ha yriae (150 mr), 35% comanoii kucnotsr (411 mr), MeOH (23 mur) u Boas! (7 MiT) IEpeMENINBAIOT B aT-
Mocepe Bogopoza (3 MIla) mpu 50°C B teuenue 2 4. K cmecu mobasisror 5% mnatuny Ha yrie (75 mr) u me-
pEMEIMBAIOT TOTYYEHHYIO cMech B aTMochepe Bogopoaa mpu 3 Mlla u 50°C B teyenwue 2 4. Katanuzarop yna-
TAI0T puIbTpanneit U GUIBTPAT KOHICHTPUPYIOT IPHU MOHIKEHHOM MaBieHUH. I1odydeHHBIH OCTaTOK pactmpe-
JIEJISTIOT MEXTy BOJHBIM PacTBOpPOM ruapokapOoHara HaTtpus U TI'®, opraHndecKuii CiIoW MPOMBIBAIOT HACKI-
IIEHHBIM PacTBOPOM COJIM M KOHIICHTPUPYIOT MPU HOHIKEHHOM JaBieHUH. OCTaTOK OYHMILAIOT C ITOMOIIBIO KO-
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JIOHOYHOH XpoMaTorpadun Ha cuukarene (NH, saTmwianerar/rekcan) U KpUCTALTH3YIOT U3 STHIIAIETATA C MOJTY-
YEeHUEM YKa3aHHOTO B 3arojioBke coequnenus (110 mr).

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

E) WMzompormmn mwc-3-((Metuncynbhonmt)amMuHo)-2-((3-penmn- 1 H-mupazon-1-wr)merwn)munepuiua- 1 -
KapOOKCHIIAT.

Cmech N-(mmc-2-((3-penmn- 1 H-mupazon- 1 -mwr)metwn)nmunepunit-3-mwimerancyiabdornamuna (110 wmr),
TEA (66,6 mr), 2M pactBopa u3onponmixioppopmuara B tosryosue (0,247 ma) u TT'® (3 mir) mepeMemBaroT
IpY KOMHATHOH Temneparype B TedeHne 30 MuH. CMech pacrpeeNsioT MeXIy STHIAEeTaTOM U BOIHBIM pac-
TBOPOM THIPOKapOOHATA HATPHS, OPTAHUUCCKUI CIOW MPOMBIBAIOT HACBHIICHHBIM PACTBOPOM COJIM M KOHIICH-
TPUPYIOT TIPH MOHMKEHHOM JaBieHHH. OCTaTOK OYHMIIAIOT C MOMOIIBIO KOJIOHOYHOW XpoMaTorpaduu Ha CHIIH-
Karene (3THIALeTaT/TeKCcaH) ¢ MOJy4eHHEeM YKa3aHHOTO B 3arojoBKe coeanHeHus (93 mr).

'H aMP (300 MI', IMCO-d¢) 6 0,62 (6H, m, J=5,3 ', mu"opHbIi muk), 0,81-1,12 (6H, M, ocHOBHOI
nmvk), 1,41-1,83 (4H, m), 3,03 (3H, ¢), 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=2,3T'n), 7,76 (2H, 1, J=7,6 I'n).

Ipumep  178.  M3zonponmi-tuic-3-((IUKIOPOTHICYITH(OHIIT)aMUHO )-2 -((6-QeHIITHPUINH-2 -1 )Me-
THJ)TATIEPUINH- | -KapOOKCHIIAT

A) tper-bytun-muc-3-(((6eH3umokcH )kapOOHII )aMHIHO )-2-((6-QeHIITTUPHUTUH-2 - )METHI ) TATICPUTAH- 1 -
KapOOKCHIIAT.

K cmecn Tper-OyTmi-iuc-3-amMmuHO-2-((6-h eHUIHPUIWH-2 -1 ) METHI ) TATIepUAnH- | -kapOokcmnarta (1,05
1), Tuapokapoonarta Hatpws (0,360 r), TT'® (7 M) u Boas! (7 M) IpU KOMHATHOHW TeMIIEpaType M00aBISIOT 1-
(((6en3mwIoKCH)KapOOHIWT)OKCH ) THppoTuaAnH-2,5-11oH (0,748 ). CMech SHEPrHYHO MEPEMEIIMBAIOT MPH KOM-
HATHOM TeMIlepaType B TCUYCHHUE 2 U, 3aTE€M BBUIMBAIOT B BOJAY U IKCTPATUPYIOT MOJYYCHHYIO CMECh ITHIIAICTA-
ToM. Opranudeckuii cioi OTAENSIOT, IPOMBIBAIOT BOJOH M HACHIIIEHHBIM PAaCTBOPOM COJIH, CYyIIAT HaJ 0e3BOJI-
HBIM CYJIb()aToM MarHusi ¥ KOHIICHTPHUPYIOT IPHU MOHIKCHHOM JaBieHUH. OCTaTOK OYHIIAIOT C TIOMOIIBIO KO-
JIOHOYHOH Xpomarorpauy Ha CHIMKareie (3TUIAleTaT/TeKCaH) ¢ TOJlyYeHHEM YKa3aHHOTO B 3ar0JIOBKE COCIH-
Henus (1,37 r).

MC: [M+H]" 502,2.

B) Bersmn(1iuc-2-((6-peHummupuuH-2 - 1) METHIT) TUTICpUIUH-3 -HIT)KapOaMar.

K cmecn tper-Oytuin-mmc-3-(((6eH3umokcr)kapOOHHU )aMHHO )-2-((6-heHUITHPH IUH-2 -FIT)METHIT ) TUTICPH -
nuH-1-kapbokcunara (1,37 1) u tonyona (15 M) mpu KoMHATHOW TemmepaTtype nobdasisitor TOVK (15 mm).
CMmech mepeMenMBaT MpH KOMHATHOW TeMIlepaType B T€UeHHEe | 4 W 3aTeM JOO0aBIISIOT HPH OXJIAXKICHUN
JBIOM K HACHIIIEHHOMY BOTHOMY pacTBOpY TuapokapOoHaTa HaTpus. Cmech nmoamienaunBaiot 10 pH 8 ¢ momo-
B0 KapOoHaTa Kalus U 3KCTPArupyroT dTHiIanetatoM. OpraHudecKuil CIIOW OTICINSAIOT, MPOMBIBAIOT BOJIOW U
HACHIIIICHHBIM PACTBOPOM COJIM, CYIIAT HaJ OC3BOJHBIM CYIb()AaTOM MarHus W KOHIICHTPUPYIOT MPH MOHUXKCH-
HOM jaaBieHuH. OCTAaTOK OYMINAIOT C MOMOIIBI0 KOJOHOYHOW Xpomarorpadum Ha cwimkarene (NH, stuname-
TaT/TeKcaH) C MOJyYECHHEM YKa3aHHOTO B 3ar0JIOBKe coeanHeHus (966 mr).

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

C) Mzonpommin-tuc-3-(((6eH3umoKcH )kap OO HII ) aMHIHO )-2-((6-QeHIITTUPHU TN H-2 -WIT)METHI ) TATICPUTAH- | -
KapOOKCHIIaT.

K cmecu 6ensmn(1uic-2-((6-h eHnamprInH-2-11)METHI ) TunepuanH-3-mwi)kapbamara (960 mr), TEA (726
Mmr) u TT'® (20 mur) mpu KOMHATHOM TeMIiepaType 100aBistoT 2M pacTBOp U30MPOMMIXJIOPPOpPMHUATA B TOIYOIIE
(2,39 mm). CMmech mepeMenrBaroT MPU KOMHATHOH TeMriepaType B TeueHue | 4, 3aTeM I00aBIsIOT K BOJHOMY
pacTBopy ruapokapOOHaTa HATPUSA M AKCTPATUPYIOT dTmwianeTatoM. OpraHndecKuii o OTHEISAIOT, IPOMBIBA-
FOT BOJIOH M HACBIIICHHBIM PACTBOPOM COJIM, CYIIAT HAJ OC3BOIHBIM CYIb(aToOM MarHUs U KOHICHTPUPYIOT MPH
MOHIKEHHOM JaBiieHHH. OCTaToOK OYMINAIOT ¢ MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cuiMKareie (3THi-
areTaT/TeKcaH) ¢ OTYYCHHUEM YKa3aHHOTO B 3arojioBke coenuHenus (1,11 r).

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

D) Uzomnponmn-muc-3-amuHo-2-((6-(heHIIITUPUINH-2 - 1T ) METHI ) TUITEpUANH- | -KapOOKCHIaT.

Cmecy  m3onponui-iuc-3-(((6eH3nnoken)kapooHmT)aMuHO )-2-((6-(h e HUITTUPU AN H-2 -HIT)METHII ) TUTIE Y-
1uH-1-kapookcmnata (1,09 1), 10% namwragus ga yriae (0,36 r) 1 MeOH (22 M) mepemMennBaioT Ipyu KOMHAT-
HOW TeMIiepaType B HOpMaabHOU aTMocdepe Bojopoa B TedeHue 1,5 4. KaranuzaTop ynaisioT huiabTpanuei u
(UIbTpaT KOHIEHTPUPYIOT MPH MOHIKEHHOM AaBiieHHH. OCTaTOK OYHINAIOT C IIOMOIIBIO KOJIOHOYHOH Xpoma-
Torpaduu Ha CUITMKaresie (METaHOJI/3THUIIAIIETAT) C MOJIyIeHHEM YKa3aHHOTO B 3aroyioBke coeaunenus (703 mr).

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

E) Msonponmn-nuc-3-((MuKIonponmwicyabQpoHuI)aMuHO )-2-((6-heHmInMpuanH-2-1T)ME THIT ) TUTIePU N H-
1-xap6okcunar.

K cmecn wusonponmi-nuc-3-amMuHo-2-((6-(eHWIMHPUINH-2-1T)METHI) IHIIepUAnH- 1 -kapOokcunara (28
mr), TEA (0,00971 mr) u TT'® (1,0 mi1) mobasnstoT mukionponancyibdormtxmopun (13,5 mr). CMmecs nepeme-
NIMBAIOT MPYU KOMHATHOW TEMIIEpaType B TCUCHHUE 3 U, 3aTEM BBUIMBAIOT B BOAY U 3KCTPATUPYIOT STHUIIAIICTATOM.
Oprannyeckuii ciioil GUIBTPYIOT C MCHONB30BaHUEM paznenutensHoro ¢uisTpa (Top-Phase Separation Filter
Tube) u GuUABTPAT KOHIEHTPUPYIOT MPOAYBKOH Bo3ayxa mpu 60°C. OcTaTok OYMINAIOT ¢ MoMoInbio BOXKX
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(YMCTriartC18, momemxnas ¢asza: Boga/MeCN (10 MM OukapOonata ammonwms)). [lomyueHHyIO (pakiuio
KOHIICHTPUPYIOT MPOAYBKOH Bo3myxa mpu 60°C ¢ moTy4eHueM YKa3aHHOTO B 3arojioBke coequaeHus (12,7 mr).

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

Ipumep 206.  N-(umc-2-(budennn-3-mmmeTin)- 1 -(UKIopONHIKap OOHII ) TUPPOITUANH-3 -1 )METaH-
cynmbhoHaAMUI.

K cmecn N-(mwmc-2-(0udeHmI-3-naMeTHI) TUpPOIuanH-3-un)metancynsGonamuna (52,0 mr), TEA (47,8
Mmr) 1 TT'® (1,2 mu1) mpu KOMHATHOM TeMIIeparype T00aBIIIOT MUKIonponankapoormmxiopun (32,9 mr). Cmech
MepEeMEIINBAIOT IIPU KOMHATHON TemmepaType B TeueHrne 50 MUH, 3aTeM BBUIMBAIOT B BOJHBIN PacTBOp THAPO-
KapOOHaTa HaTpUs M SKCTPArupyroT MOIyYSHHYIO CMech dTmaneraroM. OpraHnyeckuil Clol OTAENAIOT, Mpo-
MBIBAIOT HACBHIIICHHBIM PacTBOPOM COJIM, CyIIAT Haj Oe3BOMHBIM CYNb(aTOM MarHusl U KOHLUEHTPHUPYIOT IPH
MOHIKEHHOM JaBiieHHH. OCTaToOK OYHMINAIOT C MOMOIIBIO0 KOJIOHOYHOW Xpomarorpaduy Ha cuiikarene (Mera-
HOJI/3THJIALIETAT) C TOJyYSeHUEM TBEPJIOTO BELIECTBA. TBEpAOe BEIIECTBO COOMPAIOT (QMIbTpanUel 1 IPOMBIBa-
IOT CMECHIO U30IPOIMIIOBBIH ApHp/TeKcaH ¢ TOJlydYeHnEeM yKa3aHHOTO B 3arojioBke coenuHenus (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, T, J=13,1, 3,0 T'n), 3,47-3,76 (2H, m), 3,96-4,10 (1H, m), 4,52-
4,80 (2H, m), 7,17 (1H, g, J=7,6 I'n), 7,30-7,49 (6H, m), 7,52-7,58 (2H, m).

IIpumep 209. N-(1ic-2-(budenwn-3-nimernn)- 1 -u300y THPUIMAPPOTUINH-3 -1 )METaHCYTb(DOHAMUT.

K cmecn N-(mwc-2-(0udeHmI-3-uaMe T ) TUpPpOoTuanH-3-un)MetancynbGonamuna (51,2 mr), TEA (47,0
Mr) i1 TT'® (2 mur) ipu 0°C no6aBisroT 2-MeTriponanomixiopun (24,8 mr). Cmech nepemermuBaroT pu 0°C B
teyerne 30 muH, 3aTeM K cMecu nipu 0°C 100aBISIFOT BOAY W OKCTPArUPYIOT MOJYICHHYIO CMECh dTHIIALIETATOM.
Opraau4ecKuii CI0H OTAEISAIOT, IPOMBIBAIOT HACKHIIIEHHBIM PAaCTBOPOM COJH, CYyIIaT HajJ Oe3BOTHBIM Cyib(da-
TOM MarHvsi ¥ KOHICHTPUPYIOT NPH IIOHWKEHHOM JlaBiieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOM XpO-
Mmarorpadun Ha cuimkarene (MeraHon/aTmianerar). [loxydeHHOE TBEpIOE BELIECTBO NMEPEKPHUCTAIIM30BBIBAIOT
M3 CMECH 3THJIALIETAT/TeKCaH C IOJlydeHHEM YKa3aHHOTO B 3arojloBke coequueHus (29,0 mr).

'H SIMP (300 MI'ti, CDCly) & 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).

IMpumep 210. Onruyeckn aKTHBHBIA H30HpOIII-IUC-3-((MeTmICYIb(hOoHMIT)aMUHO)-2-((2-henni-1,3-
THA30J1-4-1JT)METIIT) TUIIEPUINH- | -KapOOKCHIIaT.

Pamemar (82 wmr) uzonponwi-iuc-3-((MeTmicynb(onna)aMuHo)-2-((2-henn-1,3-Tuazon-4-uim)Me T ) 1-
nepuIrH- 1 -kapOoKkcHIaTHa Pa3aeIAIOT ¢ TIOMOIIBIO CBepXKpuTHIeckor Qurronmuoit xpomarorpaduu (SFC) (ko-
nonka: CHIRALCEL ODH (TB001), 4,6 mm IDx150 mm L, npousBoactea Daicel Chemical Industries, mox-
BIKHas (paza: guokcun yriepona/metaHon=770/230) ¢ momydeHHEM yKa3aHHOTO B 3arojioBke coeannenus (381
MT) ((hpakius ¢ OOJBITIM BpEMEHEM yIePKUBAHNSA).

'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).

IMpumep 213. H3zonpomnwmi-iuc-3-((MeTHICYIb(POHNIT)aMHUHO )-2-(TUPUIANH-3 -UIME T ) TUTIEPUIUH- | -Kap-
GokcuIar.

A) tpet-byTrin-2-((6-XJ10pIUPUINH-3-UIT)METH )-3 -OKCOMUITEPUIUH- | -KapOOKCHIIAT.

K cmecu tper-OyTmi-3-okconunepuant-1-kapookcunara (2,00 r) u Tomyona (20 Mi1) mpu KOMHATHOH TeM-
neparype nodasistor nupposnuant (0,857 r). CMech nmepeMennBaoT B T€YEHHE 15 MUH M KOHIEHTPHUPYIOT NPH
noHmwKeHHoM aaBieHnd. Ocratok pactBopsitoT B CH;CN (20 M) M K TMOJly4EeHHOMY pacTBOpY I00aBIsIOT 2-
xnop-5-(xmopmetwn)mupuauH (1,63 v) u TBAI (0,742 1). CMech KUISTAT ¢ 00OpaTHBIM XOJIOAUIBHUKOM B TEUC-
HUE | 9 ¥ pa30aBIAIOT peakIIMOHHYIO cMech BOOoH. CMech 3KCTParupyroT STHIACTATOM M SKCTPAKT KOHIICH-
TPHUPYIOT IPU MOHWKEHHOM JaByieHre. OCTaTOK OYHIAIOT KOJIOHOYHOH XpoMaTorpadueil Ha crinkaresie (3THiI-
areTaT/TeKkcan) ¢ MoydeHreM YKa3aHHOTO B 3arojioBke coequHenwust (1,61 r).

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

B) tper-byTui-iuc-3-amuHO-2-((6-XTOpIUPHINH-3 - W) METHI) TUTIEpUIUH- | -kapOoKcuarT.

K cmecu tpeT-0yTHi-2-((6-XI0pmUpruInH-3 -HIT)METHII)-3 -OKcomumepuanH- 1 -kapookcmnata (1,61 1), TT D
(15 mm) 1 MeOH (15 M) nmpu KOMHaTHO# Temneparype no0aBisioT anerat ammoHus (3,82 r). CMmech nepeme-
MIMBAIOT IIPU KOMHATHOW TeMIeparype B TeueHHe | 4 M 3aTeM K CMecH J00aBISIOT TPHALETOKCHOOPOTHIPU
Hatpus (2,10 r). Cmech nepeMenBaioT B TeUeHHE HOUYH ITPU KOMHATHOW TeMIlepaType, BEUIMBAIOT B HACHIIICH-
HBIH BOJHBIA PacTBOpP THAPOKAPOOHATA HATPHS MPU OXJTAXKICHUM JIHIOM U AKCTPATUPYIOT dTHianeraToM. Opra-
HUYECKUH CIIOW OTIEISIOT, IPOMBIBAIOT BOJOW M HACHIIICHHBIM PaCTBOPOM COJIM, CYIIAT Haj O€3BOIHBIM CYJIb-
(aToM MarHuS ¥ KOHLIEHTPUPYIOT NMPH MOHIDKEHHOM AaBlieHHH. OCTaTOK OYHINAIOT C IMTOMOIIBIO KOJIOHOYHOMN
xpoMmatorpadun Ha cuinukarene (NH, MetaHosn/aTrnamerar) ¢ MOdydeHHEM YKa3aHHOTO B 3aroJIOBKE COEIMHE-
HuUs (567 mr).

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

C) TpeT-byTrn-nuc-2-((6-xmopnupuauH-3 -mn)MeTn) -3 -((Me THICYTH () OHIT )JaMHUHO )TUTIepU U H- | -Kap-
Ookcuar.

K cMmecu tper-OyTmi-nuc-3-aMuHO-2-((6-XIOPITUPUANH-3 -IIT)METHIT ) TUTIIEPUIUH- | -kapOokcmnata (567
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mr), TEA (264 mr) n TT'® (8 mu1) mpn KOMHaTHOH TemmepaType H00aBIIIOT METaHCYJIb(OHOBEIN aHruapun (364
mr). CMech MepeMemnBaloT NpH KOMHATHOH TeMIepaTrype B TEUEHHE 2 4 M 3aTeM KOHIEHTPHPYIOT. OCTaToK
OYHIIAIOT C TTOMOIIBIO0 KOJIOHOYHOH Xpomatorpaduu Ha cUIMKarene (3THJIAIETAT/TeKCaH) ¢ MOJIyIeHHEM yKa-
3aHHOTO B 3arojioBke coequHeHus (650 mr).

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

D) urunpoxiopun N-(mrc-2-((6-XI0pmupuInH-3-1T)METHI ) TATIEPUINH-3 -HT)METaHCYTb(HOoHAMU 1A,

Cmech TpeT-0yTHiI-1tuc-2-((6-X10pIupruanH-3 -F1)METH )-3-((MEe THIICYITb(OHUI )aMIHO ) TUTIEPUAMH- | -Kap-
Ookcunata (645 MT) M pacTBOpa COJSHOW KHUCIOTHI B MeTaHoJie (776 MT) NepeMemuBaloT B TeUSHHE HOYH MPH
KOMHaTHOU Temrieparype. CMech KOHLIEHTPHUPYIOT NPH IOHWKEHHOM AaBJICHHH C IMOJydCHHEM YKa3aHHOTO B
3aroJioBKke coeauHeHust (557 mr).

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

E) Uzonponwmi-iuc-2-((6-XI0pmupUArH-3 -HIT)METHN) -3 -((METHICYITb()OHIIT )aMUHO ) TUITCPUIUH- | -Kap-
Gokcwuar.

K cmecn N-(1uc-2-((6-XI10pnupHuarH-3-11)METHII) TMIEPUINH-3-un)MeTancybponamuaa (200 mr), TEA
(215 mr) 1 TT® (5 mu) mpu KOMHATHOH TemIiepaType 106aBisaoT 2M pacTBOp H30MPONUIXIOophopMHAaTa B TO-
nyose (0,319 mi). CMmech TiepeMemuBaloT B TeUeHUE HOYH TIPH KOMHATHOW TemmepaTtype. K cMecn m00aBisroT
HACHIIIEHHBIN BOMHBIN PacTBOp THAPOKapOOHATa HATPHUSA W SKCTPATHPYIOT MOJYUYCHHYIO CMECh STHIIAIICTATOM.
Opraau4ecKuii CI0H OTAEISAIOT, IPOMBIBAIOT HACKIIIEHHBIM PAaCTBOPOM COJH, CYIIaT HajJ Oe3BOTHBIM Cyib(da-
TOM MarHys U KOHIICHTPHUPYIOT MIPY MOHMKEHHOM JaBieHUH. OCTaTOK OYMIIAIOT C TOMOIIBI0 KOJIOHOYHOH Xpo-
MaTtorpaduu Ha CHIIMKarese (dTUIAETaT/TeKCaH) ¢ TOJyYeHHEeM YKa3aHHOTO B 3aroJIOBKE coeuHeHUs (222 MrT).

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

F) Uzonponmi-muc-3-((MeTHICYIb(OHIIT)aMIHO ) -2 -(TUPH IUH- 3 -UIMETHII ) TUIIEPUANH- | -KapOOKCHIIaT.

CMmech m3onponmi-uc-2-((6-XI0pmupUuIrH-3 - )METIN) -3 -((METHICYITb()OHILT ) aAMUHO ) TUITCPUIUH- | -Kap-
6okcunara (91,0 mr), 5,5% nannanus Ha yriae (30 mr) u aTaHoNa (5 MIT) IEpeMEIINBalOT P KOMHATHOH TemIie-
parype B HOpMaibHOH aTMocdepe Bosoposa B TeueHue 2 aueil. Karamusarop ynansior ¢uibtpanueid n GuibT-
paT KOHIEHTPUPYIOT NPH MOHKEHHOM JaBIICHUH. AHAIOTHYHYIO PEaKIHIO MPOBOJAT C UCIIONBb30BAaHUEM H30-
nipornuiI-nuc-2-((6-XIopIupUIuH-3-HIT)METHIT)-3 -((METHIICYIH( OHMIT ) aMIHO ) TUTIepUANH- | -kapOokcmmarta (117
Mr), 5,5% mamnaaus Ha yrie (40 mr) u sTanona (5 mur). O0beAMHEHHBIE OCTATKH OYHIIIAIOT C MMOMOIIBIO KOJIO-
HOYHOU xpomaTtorpaduu Ha cuinkarene (NH, sTumamerat/rekcaH) ¢ TOJydeHHEM YKa3aHHOTO B 3aroJIOBKE CO-
equHenus (144 mr).

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

[Mpumep 214. Mzonponwui-muc-3-((MeTuicynbhonm)aMuHo)-2-((1-penunnunepuanH-3 -1 MEeTHII ) TUIIe-
punuH-1-KapOoKcHiar.

A) Uzonponui-iuc-3-((MeTHICYIb(OHIIT)aMUHO ) -2 -(MUIIEpUANH-3 -WIMETII) TUIIEPUIUH- | -KapOOKCHIIaT.

Cmecs  m3omponui-1uc-3-((MeTHICyIb(hOHMIT)aMIHO ) -2-(TIMPUTMH- 3 -WIIME THI ) TUTIEpUINH- | -kKapOoKcHiIaTa
(142 wmr), 5% ponus Ha yrie (BnaxkHocTh 50%, 30 Mr), MeOH (25 mi1) 1 yKCYCHOM KHCIIOTHI (5 MIT) TIepeMeInBa-
10T B atMocepe Bomoposa (3 Mlla) mpu 50°C B teuenune 3 4. Karanuzarop yaansioT pumbTpanmeid u GuiabTpart
KOHLICHTPUPYIOT MPH NOHIDKEHHOM JAaBieHNH. OCTaTOK OYMINAIOT C MOMOIIBI0 KOJOHOYHOH XpomaTorpaduu Ha
cwmkarene (NH, sTunameraT/rekcan) ¢ moJiydeHHEeM YKa3aHHOTO B 3aroyioBke coenuueHus (140 mr).

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

B) W3omnpornmi-ninc-3-((MeTuncynbhoHwmI ) aMuHo )-2-(( 1 -peHmmunepuInH-3 - 1) Me T TATIEpUTTH- 1 -
KapOOKCHIIAT.

K cmecu mzonponmi-iuc-3-((MeTHICYIb(OHIIT)aMIHO)-2-(TUIEpUANH-3 -HIMETHIT) THIEPUIUH- | -KapOOoK-
cunata (28,6 mr), Opomben3ona (24,8 mr), kapoonara re3us (103 mr) u t-AmOH (1 Mi1) mpu KOMHATHOW TemITe-
parype nobasmstor Pdy(dba); (7,24 mr) n munmkiorekcui-(2',6'-nmuuzonponokcudbudennn-2-un)pochun (7,38
Mr). CMech KHIATAT ¢ 0OpaTHBIM XOJIOAMIBHUKOM B aTMocdepe azora B TeueHue 4 4. K cmecn 100aBisitoT Boxy
M DKCTPAarupylOT HOIYYEHHYIO CMeCh dTmiareraroM. OpraHn4eckuil cjod OTAENSIOT, MPOMBIBAIOT HACHIIICH-
HBIM PacTBOPOM COJIM, CyIIAT Haj O€3BOJHBIM CyJIb(AaTOM MarHus M KOHIEHTPUPYIOT TPH MOHMKEHHOM JIaBJie-
HUU. OCTaTOK OYHIIAIOT C TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha CHINKarese (3TUIAIeTaT/TeKcaH) ¢ ToIy-
YeHHEM YKa3aHHOTO B 3aroJIoBKe coemuHeHus (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).

Ipumep 227. N-(uuc-2-(budenmn-3-unmeTin)-1-(2,2-TuMeTHITTPOTIAHO VI ) TUPPOITUAWH-3 -1 )MEeTaH-
cynmbhoHAMUI.

K cmecn rugpoxnopuna N-(1uc-2-(0udeHn-3-mimMeTn) mppoinani-3-mn)Merancyiibdonamuna (40 mr),
nuBanHOBOW kucnotsl (13,4 mr), HATU (49,7 mr) u IM®A (0,5 mu) npu 0°C nobasnsror TEA (33,1 mr).
CmMech nepeMennBaloT TPy KOMHATHOH Temneparype B TedeHue 30 MHH, 3aTeM K CMecH J0OaBIISIOT HaChIIIECH-
HBII BOAHBIH pacTBOp rHApoKapOOHaTa HATPHs M SKCTPArupyroT NOJIYYSHHYIO cMech dTHianeratoM. Oprannye-
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CKHH CJIOH OTIENSIOT, MPOMBIBAIOT BOAOHM M HACKHIIICHHBIM PAaCTBOPOM COJIH, CYIIAT HaJx OE3BOAHBIM CYIb(haToM
HaTpysl ¥ KOHIEHTPUPYIOT IPH ITOHW)KEHHOM JaBiieHnH. OCTaTOK OYHIIAIOT C IIOMOIIBIO KOJIOHOYHOM XpOoMaTo-
rpaduu Ha ciIHKarese (METaHOJ/ATHIIAETAT) C TIOMyYeHHUEM YKa3aHHOTO B 3arojIoBKe coennHeHus (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, c), 2,78-2,93
(1H, m), 3,19-3,29 (1H, m), 3,62-3,77 (2H, ™), 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).

IIpumep 254. N-(muc-1-(HukmodyTtmikapoonnn)-2-((2-(3-propdennn)-1,3-TrHazon-4-1i1)MeTHI ) TUPPOITH-
JIUH-3-MT)METaHCYTb()OHAMII.

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

K cmecm (2-6pom-1,3-tnazon-4-mwin)meranona (5,0 r) u TI'® (50 mi) npu 0°C mobaBusioT TpuOpOMHUL
¢docdopa (6,97 r). Cmech mepeMeNIMBaOT B TEUCHHE HOYM B aTMocdepe a3oTa NMpH KOMHATHOHM TeMIiepaType.
CmMech BBUIMBAIOT B JICISIHYIO BOJy P KOMHATHOM TeMIiepaType M SKCTparupyroT sTiianeratoM. Oprannye-
CKHH CIIOH OTHEISIOT, IIPOMBIBAIOT HACKHIIIEHHBIM PAaCTBOPOM THIpOKapOOHAaTa HATPHA 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-
equaenns (3,90 r).

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

B) tper-byTmin-2-((2-6pom-1,3-Trazon-4-un)MeTu)-3-0KCOTTMPPOTUANH- | -KapOOKCHIIAT.

K cmecu tper-0yTi-3-okconupponuana-1-kapookcmnara (20,2 1) u Toxyosna (200 mMi1) mpu KOMHATHOH
TeMIieparype n1o06apistor mupposuaud (8,53 1). CMech KHIATAT ¢ 0OpaTHBIM XOJIOIMIIBHUKOM B TEUCHHE HOYH U
3aTeM KOHIEeHTpHUpYyIoT. Octatok cmemmBaroT ¢ CH3CN (200 mur) u k moJry9eHHO#H cMecH 100aBistoT 2-6pom-4-
(6pommeTmn)-1,3-tuazon (14,0 r), TBAI (4,03 r) u CH;CN (200 ) mpu 80°C. Cmech mepeMeInBaioT B aTMO-
cdepe azora npu 8§0°C B TeueHue 3 4 U 3aTeM KOHLIEHTPHUPYIOT IIPH MOHWKEHHOM JaBiieHHH. CMeCh BBUIMBAIOT
B BOJYy M 9KCTparupyroor stuianetatoM. OpraHudeckuil clod OTHEISIIOT, NPOMBIBAIOT BOJOH M HACHIIICHHBIM
pacTBOpPOM COJH, CyIIaT Hajx O0e3BOJMHBIM CyIb(aToM MarHus ¥ KOHIECHTPUPYIOT NPH MOHWKEHHOM JaBJICHHH.
OcTaToK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cuiukaresie (3THIIAeTaT/TeKcaH) ¢ MOoIyYeHHU-
€M yKa3aHHOTO B 3aroyioBke coeannenus (13,5 r).

MC: [M-HJ 358,8.

C) tpet-byTmi-iiuc-3-amuHo-2-((2-6pom-1,3-THa301-4-11)MEeTHIT ) TAPP OJTU TN H- | -kapOoKcHIaT.

K cmecn Tper-0yTmin-2-((2-6pom-1,3-tnazon-4-un)Metnin)-3-okconuppoauana- 1 -kapookcmnara (13,6 1),
dbopmmara ammonust (25,0 t) m MeOH (40 M) mpu KOMHATHOW TemmepaType n00aBisioT xXiop[N-[4-
(muMeTtnnamMuHO ) eHwI|-2-mupuauHKapookcaMuaaTo |(nearamMmeinukioneHTanuenun ) upuanii(I11), (0,454 1).
CMech KHIATAT ¢ OOpaTHBIM XOJIOMMIBHUKOM B Te4eHHE 2 4. PeakumoHHBIA pacTBOp KOHLIEHTPHUPYIOT. [lomy-
YEeHHBIH 0CTATOK pa30aBIIAIOT STHIALETATOM, IPOMBIBAIOT CMECHIO HACKHIIIIEHHOT'O pacTBOPa COJIM M HACHIIEHHO-
TO BOJHOTO PacTBOpa TMApOKapOOHaTa HATpHs, CymaT HaJ Oe3BOJHBIM CYIb()aTOM HATPHS U KOHLIEHTPHPYIOT
NP TOHM)KEHHOM JaBJIEHUH C MTOJyYeHHEM YKa3aHHOT'O B 3arojloBKe coeanHenus (6,18 r).

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

D) tper-byrni-nuc-2-((2-6pom-1,3-tnazon-4-um)mernn)-3-((MEeTHICYIE(OHIIT)aMUHO ) TUPPOJIHTUH- | -
KapOOKCHIIaT.

Cmech TpeT-OyTriI-uc-3-aMuHo-2-((2-6pom-1,3-Trazon-4-wi)MeTuI) IuppouIuH- 1 -kapbokcunara (145
Mmr), TEA (81 mr) u TT'® (2 mi) nepememmuBarot npu 0°C u 3atem k cMmecu nipu 0°C 1006aBISAIOT METaHCYIb(O-
HOBEIN anTHApuA (91 Mr). PeakimonHyio cMech KOHIEHTPUPYIOT NPH MOHMKEHHOM JABJICHHH W OCTATOK OYH-
MIAIOT C TTIOMONIHIO KOJIOHOYHOH XpoMmaTorpadun Ha cHiMKarese (3THIANETAT/TeKCaH) ¢ MOyIeHHEeM YKa3aHHO-
TO B 3aroJIOBKe coenHeHus (53 mr).

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

E) N-(unc-2-((2-bpom-1,3-trazon-4-nim)merun)- 1 -(LuKn00y THIIKAPOOHHI ) TUPPOITHIUH-3 -1 )METaHCYJIb-
dhonamu.

tper-byrmi-nuc-2-((2-6pom-1,3-tnazon-4-mm)meTni)-3-((METHIICYIL(OHIIT)aMIHO ) TUPPOIIH T H- | -Kap-
6okcunar (650 Mr) u 4M pacTBOp COJITHOI KHCIIOTHI B dTHanerare (7,38 Mir) cMEImMBaOT IPH KOMHAaTHOW TeM-
nepatype. Coyctst 30 MMH peakIIMOHHBIN pacTBOp KOHUEHTpUPYIOT. [lonyuenHslit ocraTok cmemuBatoT ¢ TI'D
(7,5 mm) u TEA (747 wmr) u x cmecu nipu 0°C no6aBisioT mUKI00yTaHKapOoHWIXIopHua (262 mr). CMmech mepe-
MEIIMBAIOT MPH KOMHATHOW TeMIepaType B TedeHHue | 9, 3aTeM K PeakIMOHHOMY PacTBOPY AOOABISIOT HACHI-
IICHHBIN PAcTBOP COJH U MOJIYYCHHYIO CMECh KOHIIEHTPUPYIOT P MOHIKEHHOM JaBieHHH. OCTaTOK OYHIIAIOT
C TIOMOIIBIO KOJIOHOYHOW Xpomarorpaduu Ha CUJIHMKareliie (ITHJIAIETAT/TeKCaH) ¢ MOJyYeHHEeM YKa3aHHOTO B
3aroJIOBKE CoOeMHEHUs (422 MT).

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

F) N-(1ue- 1 -(LuxnoOytrnkapoonni)-2-((2-(3-gpropdennn)-1,3-Trazon-4-1i)MeTHI) THPPOITUANH-3-
WII)METaHCYIb()OHAMHUL.

K cmecu N-(unc-2-((2-6pom-1,3-trazon-4-mr)merun)- 1 -(IUKI00y THIIKapOOHHI ) TUPPOSTUINH-3 -FJT)METaH-
cynsponamuna (60,0 mr), 3-(¢ropdenmn)ooporoBoit kucnots (29,8 mr), kapoonara kamus (40,2 Mr), Boabl
(0,40 mur) m DME (1,2 mu1) mpu KoMHaTHO# Temriepatype nodasisitor (A-taPhos),PdCl, (5,7 mr). Cmech nepe-
MemuBaroT B atMocdepe azota npu 80°C B TedeHne 3 4. PeakIMOHHYIO CMeCh OYHINAIOT C TIOMOIIBIO KOJIOHOY-
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HOW XpoMaTorpadun Ha cunukarene (NH, saTuinanerar/rekcan) ¥ KOJOHOYHON XpoMaTorpa(puu Ha CHIMKAreie
(3TMNALETAaT/TeKCaH) U TOYYCHHOE COCIMHCHHE PACTHPAIOT B CMECH JTMATHIIOBBIN 3()UP/TEKCaH C MOTyYCHHEM
YKa3aHHOTO B 3arojIoBKe coequHeHwsI (35,2 mr).

'H SIMP (300 MI'u, CDCly) & 1,33-1,52 (1H, m), 1,81-2,58 (7H, m), 2,94-3,45 (7H, M), 3,61 (1H, nx,
J=14,8, 6,1 I'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, x, J=9,1 I'm).

IMpumep 255. N-(muc-1-(HukmodyTtmikapoonnn)-2-((2-(2-propdennn)-1,3-TrHazon-4-1i)Me T ) TUPPOITH-
JIUH-3-MT)METaHCYTb()OHAMII.

K cmecu N-(muc-2-((2-6pom-1,3-tnazon-4-um)mMeTwn)- | -(MUKI00y THIIKap OOHU ) ITUPPOIUIAH-3 -HIT)Me-
tancynbhonamuaa (60,0 mr), (2-bropdennn)ooporoBoit kucioTs! (30,0 Mr), kapbonara kamus (40,1 Mr), BOJBI
(0,40 mur) m DME (1,2 mu1) mpu KoMHaTHO# TemriepaType nodasisitor (A-taPhos),PdCl, (6,0 mr). Cmech nepe-
MemmBaroT B atMocdepe azota npu 80°C B TeueHue 3 4. PeakIIMOHHYI0 CMECh OYHIIAIOT C TIOMOIIBIO KOJIOHOY-
HOW XxpoMatorpadun Ha cuinukarene (NH, saTuinanerar/rekcan) U KOJOHOYHON XpoMaTorpa(puu Ha CHIMKAreie
(3TMNALeTaT/TeKCaH) U 3aTeM MOJYYCHHOE COCAMHEHHUE PACTHUPAIOT B CMECH JHMATIIIOBEIN 3(Up/TEKCaH C MOy-
YCHHUEM YKa3aHHOTO B 3aTOJIOBKe coenuHeHus (38,2 Mr).

'H SIMP (300 MI'u, CDCly) & 1,23-1,43 (1H, m), 1,82-2,59 (7H, m), 2,94-3,46 (7H, M), 3,66 (1H, nx,
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-(mmc-1-(I{uxknoOytunkapbormn)-2-((2-(2,3-mudTopdenin)-1,3-Tnazon-4-wmi)MeTHI ) TTHP-
PONUINH-3-HJT)METAHCYIb(OHAMHUT.

K cmecu N-(1tuc-2-((2-6poM- 1,3-trazon-4-mm)MeTin)- 1 -(UKI00y THITKapOOHIT ) TUPPOITHANH-3 -1 )METaH-
cynshonamuaa (60,0 mr), (2,3-gudTopdenmn)6oponoBoit kucioTs (35,0 mr), kapoonaTa kanwst (40,1 Mr), Boas!
(0,40 mn) u DME (1,2 mu1) mpu koMHaTHOU Temneparype A06aBisiioT (A-taPhos),PdCl, (6,0 mr). Cmech miepe-
MemmBaroT B atMocdepe azota npu 80°C B TeueHue 3 4. PeakIMOHHYI0 CMECh OUYHIIAIOT C TIOMOIIBIO KOJIOHOY-
HOW XxpoMaTorpadun Ha cuinukarene (NH, saTunanerar/rekcan) ¥ KOJOHOYHON XpoMaTorpa(puu Ha CHIMKAreie
(3TMNALETAaT/TeKCAaH) U PACTHPAIOT MOJYYCHHOE COCAMHEHUE B CMECH JTHATHIIOBBIN 3()UP/TEKCaH C MOTyYCHHEM
YKa3aHHOTO B 3aroyioBke coepnHenus (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).

IMpumep 258. N-(umc-1-(Luknobyrunkapoonun)-2-((2-(3,5-mudropdenun)-1,3-tnazon-4-wir)MeTrn)mup-
PONUINH-3-HJT)METAHCYIb(OHAMHUT.

K cmecu N-(1tuc-2-((2-6poM- 1,3-trazon-4-mm)MeTin)- 1 -(UKI00y THITKapOOHIT ) TUP PO ANH-3 -1 )METaH-
cynsonamuaa (51,1 mr), (3,5-mudTopdeHm)00poHOBOM KUCIOTHI (25,3 MT), kKapOoHaTa Kanwst (35,1 Mr), BoasI
(0,40 mm) u DME (1,2 mu1) mpu koMHaTHOU Temnepatype A00aBisiioT (A-taPhos),PdCl, (3,7 mr). Cmech miepe-
MEIIMBAIOT B TeUeHHUEe HOYM B aTMocdepe azora mpu 80°C. PeaknmoHHYI0 CMeCh OYHIIAIOT C IMTOMOIIBI0 KOJIO-
HOYHOU xpomaTtorpaduu Ha cuimkarene (NH, sTunanerar/rekcan) ¥ KOJOHOYHOH Xpomarorpadvu Ha CHITUKa-
rene (3TUIIANETAT/TEKCAaH) U MOJYYCHHOE COCANHCHHUE PACTUPAIOT B CMECH JUITWIOBBIN 3(UP/TEKCaH C MOITyde-
HHEM YKa3aHHOT'O B 3aroyioBke coeanHenus (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, x, J=8,7 I'n).

Mpumep 259. N-(umc-1-(InknoOyrnnkapoonun)-2-((2-penun-1,3-Truazon-4-uia)MeTHI) TUPPOIUIUH-3 -
WJT) IMKJIOTIPONaHC Y Ib(hOHAMHU L.

A) tper-bytnn-3-oxco-2-((2-hpennn-1,3-Trazon-4-un)MeTHI ) TAPPOTHINH- | -kapOoKcHIaT.

K cMmecu tper-OyTui-3-okconmmpponuant- 1 -kapookcunata (185 mr) m Tomyona (2,00 mir) mpu KOMHATHON
TeMIieparype n1o0apistoT nuppouauH (85 mr). CMech epeMenmunBaloT P KOMHATHON TeMIepaType B TEUCHHE
15 MUH ¥ KOHIICHTPHUPYIOT MpHU MOoHMWKeHHOM naBieHnn. OctaTok cMmemuBaioT ¢ CH3CN (2 M) 1 K moy4eHHOH
cMecH T00aBisIoT 4-(xaopmeTii)-2-hermi-1,3-tuazon (105 mr) m TBAI (36,9 mr). Cmech KUATIATAT ¢ 0OpaTHBIM
XOJOAWIHLHUKOM B TeUeHHE 1,5 9 1 3aTeM peakIHOHHYIO cMeCh pa30aBisaroT Bogoil. CMech SKCTParupyroT ITHII-
aIleTaTOM U MOJyYSHHBIH SKCTPAKT KOHIECHTPUPYIOT MPH TMOHWKECHHOM JaBicHUU. OCTaTOK OYHIIAIOT C TIOMO-
IIBIO KOJIOHOYHOHM XpoMaTorpa(uu Ha CHIIMKAreie (3THIALETAT/TeKCaH) C MOyYeHHEM YKa3aHHOTO B 3aT0JIOBKE
coenquHeHUS (45,3 mr).

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

B) tper-byrni-niuc-3-amuno-2-((2-¢pennn-1,3-rna3oi-4-mi)MeTHI ) TUPPOIIHINH- | -kapOOKCHIIaT.

K cmecu Tper-OyTmi-3-okco-2-((2-penmn-1,3-tnazon-4-mi)MeTn) TUppoIuanH- 1 -kapookcunarta(3,66 T),
dbopmmara ammonust (6,44 1) m MeOH (30 M) mpu KOMHATHOW TemmepaType n00aBisioT Xiop[N-[4-
(muMeTnmamMuHO ) heHwI|-2-mupuauHKapookcaMuaaTo |(mearaMmeTiukoneHTaauenun ) upuanii(Il) (123 wmr).
CMmech mepememnBaloT B atmocdepe aprora mpu 70°C B teuenue 2 4. CMech KOHIICHTPUPYIOT MPH IMOHMKEH-
HOM [1aBJICHWH, OCTaTOK pa30aBIAIOT ATHIIAIETATOM, MOJYYCHHYIO CMECh IPOMBIBAIOT HACKHIIICHHBIM BOIHBIM
pacTBOpoM runpokapOOHaTa HAaTPWsA M HACBHIIICHHBIM PAacTBOPOM COJHM W KOHIEHTPUPYIOT MPH MOHWKEHHOM
JTABJICHUHM C TIOJTYYCHUECM YKa3aHHOTO B 3arojioBke coequHeHus (3,42 r).

-50 -



039459

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

C)  tper-byrun-mmc-3-((uuknonponuicyabpoHmT)aMuHo )-2-((2-henn-1,3-trnazon-4-mr)Me T ) Iuppo-
TuanH- 1 -KapOOKCHITaT.

K cMmecu Ttper-Oyrmi-muc-3-amuHO-2-((2-perm- 1,3-Tra3on-4-mi)MeTH ) TUpPpOTUANH- | -kapOoKCcHIIaTa
(810 mr), TEA (0,81 mim), DMAP (91,0 mr) no6asmnstor TT'® (5,0 M) u IM®PA (6,0 mi1) iprr KOMHAaTHOH TeM-
neparype A00aBiISIOT nukIonponancyibGormmxiopus (0,57 mir). CMech mepeMemnBaloT IpH KOMHATHONH TeM-
nepatype B Tedenne 2 4. K peakunoHHOM cMecH 100aBisioT 5% BOIHBIN PacTBOP YKCYCHOM KHCIIOTHI M SKCTpa-
THPYIOT TONYYEHHYIO CMeCh dTrianeraToM. OpraHndeckuid cJIOi OTHENSIOT, MPOMBIBAIOT BOJOW M HACHIIICH-
HBIM PacTBOPOM COJIM, CyIIaT HaJl 0E3BOAHBIM CYIb(}ATOM HATPUS U KOHLEHTPUPYIOT NPH IMTOHWKEHHOM JIaBJIe-
HUH. OCTaTOK OYMINAIOT C TIOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha CHiIMKaresie (3THIaleTaT/TekcaH) ¢ moiy-
YEeHUEM yKa3aHHOTO B 3arojioBke coequueHus (317 mr).

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

D) N-(muc-1-(Luxnooyrunkapoonnn)-2-((2-¢permn-1,3-1rnazon-4-nir)MeTHI ) TUPPOIIUANH-3 - 1T ) TUKJIOTIPO-
HaHCyIb()OHAMHUL.

K cmecu tpet-OyTri-1uc-3-((IUKI0IponuiCyabGOHIIT ) aMIHO )-2-((2-pern- 1,3-Tnazon-4-uim)Me THI ) ITHp-
pomuanH-1-kapookcmiara (72,0 mr), muxioneHTrIIMeTIII-(2,0 Mi1) 1 MeOH (2,0 M) ipu KOMHATHOH TeMmIiepa-
Type n00aBstoT 4M pacTBOpP COMSHON KUCIOTHI B IUKJIONECHTHIMETHIIIOBOM ddupe (2,0 Mi). CMech TiepeMentn-
BAaIOT NPH KOMHATHOW TeMIIEpaType B TEUCHHE 2 9 M KOHIECHTPUPYIOT MPH MOHIKEHHOM naBieHnu. K ocratky
nobasnstor JIM®PA (2,0 mu), TT'D (2,0 mir), TEA (0,088 M) u nukmodyrankapoonmtxiopun (0,050 mur) u me-
PEMEIINBAIOT MOMyYCHHYIO CMECh B TEUCHHE HOYHM IPH KOMHATHOH Temmeparype. K peakunoHHOHN cMecH mo-
0aBJISIIOT BOJAY M OKCTPArHpyIOT CMech dTianeraToM. OpraHn4eckuil Clol OTHEINSIOT, MPOMBIBAIOT BOJAOH H
HACBIIIEHHBIM PacTBOPOM COJIH, CYIIAT HaJ CyiIb()aToM HATPHUsI U KOHIEHTPUPYIOT NIPU MIOHMKEHHOM JIaBJICHUH.
OcTaToK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha cunukarene (NH, stunanerar/rekcan) u xKosjo-
HOYHOW Xpomarorpadueil Ha cuinkarene (3Twanerar/rekcad). [lomydeHHOe coeiMHEHNE OUUILAIOT C TOMOIIBIO
B3XX (C18, nogsmwxkHas dasa: Boma/aneronutpuia (comepxkanmii 0,1% TDVYK)), k momyueHHo# dpakimm 1o0-
0aBIAIOT HACHIIIEHHBIH BOIHBIN PacTBOp THAPOKapOOHATA HATPUSA M IKCTPATUPYIOT CMECh ATHIALIETATOM. JKC-
TPaKT CymIaT Hajg Cyib(aroM HATPHS M KOHICHTPUPYIOT MPH MOHIKCHHOM JABICHHH, OCTaTOK PAacTHPAIOT B
CMECH TUATHIIOBBIHA d(hUp/TeKCcaH ¢ MOJydeHnEM yKa3aHHOTO B 3aroJIoBKe coeanHeHus (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'm).

Ipumep 261. N-((2S,35)-2-(budennn-3-unmeTun)- 1 -(MUKIOO0Y THIIKAp OOHII ) TUPPOITUANH-3 -1 )METaH-
cynmbhoHaAMUI.

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

K cmecu tper-OyTui-3-okconupponauauH-1-kapookcunata (5,4 ) u tomyona (50,0 M) mpu KOMHATHOH
TeMreparype no0aBistoT muppoiunuH (2,49 r). CMech NepeMEIIUBaOT B TeUCHHE 15 MUH U 3aTeM KOHIICHTPH-
pytot. Ocrarok cmemmBaior ¢ CH;3;CN (50 mi) n k cMmecu nobasisitor 1-6pom-3-(0pommernm)oenson (7,29 r) u
TBAI (2,15 r). Cmech KUIATAT ¢ 00paTHBIM XOJIOJMILHUKOM B TedeHHe | 4 u 3ateM pa30aBisioT Bogoil. CMech
SKCTPAarupyIoT THJIANETATOM M SKCTPAKT KOHIICHTPUPYIOT NPH IMOHIDKEHHOM AaBieHWH. OCTaTOK OYMIIAIOT C
MTOMOIIBIO0 KOJIOHOYHOUW XpoMaTorpaduu Ha CHIMKarese (ITUANETaT/TeKCaH) ¢ MOJyICHHEM YKa3aHHOTO B 3a-
rosoBke coequHeHus (4,00 r).

MC, naiineno: 254,2.

B) tper-byTumi-iuc-3-amuHo-2-(3-0poMOSH3 M) TUPPOTUANH- | -KapOOKCHITAT.

K cmecn Tper-0yTnin-2-(3-6pomben3nn)-3-okconupponuans- 1 -kapookcmnara (1,54 1), dhopmmara ammo-
Hus (1,37 r) 1 MeOH (25 mur) npu koMHaTHOH Temneparype 100aBisiroT Xjaop[N-[4-(qumeTniaMuHo)heHn]-2-
nupuIMHKapOokcamuaaro |(nenramermnukiaonentaguenmwn)upuauid(I1l) (0,026 r). Cmech nepeMemmBaioT B
atMocepe azora pu 70°C B TeueHue 2 4. 3aTeM CMeCh HEWTPAIN3YIOT HACKHIIIIEHHBIM BOJHBIM PaCTBOPOM THJI-
pokapOonara Hatpus npu 0°C ¥ KOHLUEHTPUPYIOT NPH ITIOHWKEHHOM JaBiieHHH. OCTAaTOK dKCTParupyroT 3THII-
arieraroM. OpraHMYecKuil CJIOH OTAEISIOT, TPOMBIBAIOT HACKHIIIEHHBIM PAacTBOPOM COJIH, CyIIaT HaJl O€3BOTHBIM
Cynb(haToOM MarHus ¥ KOHIEHTPHPYIOT NPH MOHIKEHHOM JaBiieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOY-
HOM XpomaTorpaduu Ha cuuKaresie (METaHOJ/ATHIIAIIETAT) C TIOTydYEeHUEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHUS
(565 mr).

MC, naiineno: 299,2.

C) tpet-byTmin-(2S,3S)-3-amunH0-2-(3-0poMOCSH3MIT ) TUPPOTUANH- | -KapOOKCHIIAT.

Pamemar (1,5 1) Tper-OyTmi-nuc-3-aMuHO-2-(3-0poMOEH3MIT ) TUPPOTHINH- | -kapOokcHIaTa pa3aensoT ¢
nomonisio BOXX (xomorka: CHIRALPAK AD (AKO001), 50 mm IDx500 mMm L, mpom3Boactea Daicel Chemical
Industries, monBmkHas (asza: rexcan/>Tanon/mumdTHIaMuE=850/150/1) ¢ ToydeHUEM YKa3aHHOTO B 3aroJIOBKE
coeaunenus (650 mr) (ppaxuust ¢ MEHBIINM BPEMEHEM YIEPKUBAHNUA).

MC, naitneno: 299,0.

D) tper-bytun-(2S,3S)-2-(3-6pomben3nin)-3-((MeTHICY I OHIIT)aMHHO ) TUPPOIHIHH- | -kKapOOKCHIIaT.

K cmecn Tper-0yTmin-(2S,3S)-3-amuno-2-(3-6pomben3mn)muppoanauH- 1-kapbokemnara (920 mr), TEA
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(786 mr) u TI'® (10 mu) ¢ mepemMemBaHNEM NPU KOMHATHOW TeMmeparype J00aBIsIOT METaHCYIb()OHOBBIH
aurunpua (541 mr). Croycers 0,5 4 peakIIMOHHYIO CMeCh KOHLICHTPUPYIOT IPH ITOHMKEHHOM JaBiieHnH. OCTaToK
OYHIIAIOT C TTOMOIIBIO0 KOJIOHOYHOH Xpomatorpaduu Ha CUIHKarene (3THIAIETaT/TeKCaH) ¢ MOJyIeHHEM yKa-
3aHHOTO B 3aroJjioBke coenuuenus (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 KOMHATHOM TeMIlepaTtype A00aBIISIIOT
TpeT-0yTnn-(2S,3S)-2-(3-6pomben3m)-3 -((MeTHICYIb(OHMI )AMHHO ) TUPPOTUANH- | -kapOokcmiat (470  wmr).
CmMech nepeMenInBaioT B TEUCHHE | 4 ¥ 3aTeM KOHICHTPUPYIOT C MOIYYCHHEM YKa3aHHOTO B 3ar0JIOBKE COE/IU-
nenus (370 mr). MC: [M+H]"333,1.

F) N-((28,3S)-2-(3-bpomben3uin)- 1 -(1ukn00y THIKapOOHWIT) T PPOTU ANH-3-WIT) METAaHC Y Ib(hOHAMHU L.

K cmecu runpoxnopuna N-((2S,3S)-2-(3-6pomOen3un)nuppoauaus-3-mwi)merancynsponamuaa (200 mr),
TEA (274 mr) u TT'® (5 M) npu KOMHATHOH Temrieparype Mo0aBIsIOT UKIo0yTaHkapOoHmwxmopua (96 mr).
CmMech niepeMeIInBaoT Ipy KOMHATHOW TeMmeparype B TeueHne 2 4. K cmecu 100aBisIIOT HAaCHIIEHHBIH BOJI-
HBI pacTBOp THAPOKapOOHATa HATPUS W AKCTPArHPYIOT TOJNYYCHHYIO CMeCh dTWianeratoM. OpraHmdeckuit
CJIOH OTHENSAIOT, IPOMBIBAIOT HACHIIIEHHBIM PACTBOPOM COJIH, CyIIaT HajJ OE3BOMHBIM CYIb(PAaTOM Maraus u
KOHIICHTPUPYIOT TPH THOHIKEHHOM AaBiieHHH. OCTaTOK OYHIAIOT C IOMOIIBIO KOJIOHOYHOH XpoMaTorpadun Ha
CHJTHKarese (dTHIaeTaT/TeKcaH) ¢ TIOMydeHHeM YKa3aHHOTO B 3arojIoBKe coenuHeHus (220 mr).

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

G) N-((2S,3S)-2-(budpennn-3-ummerin)- 1 -(MUKI00y THITKAP O OHIIT ) TUPPOTU TN H-3 -1 )METAHCYTH(HOHAMUI.

Cmech  N-((28,35)-2-(3-6pomben3min)- 1 -(uruKI00y THIIKapOOHIIT ) TUP POJTU I H-3 -HJT)METaHCYIb(OHAMHU 1A
(55 mr), pennnboponoBoii kucnots! (48,4 mr), XPhos Pd G3 (5,60 mr), 1M BoxHOro pactBopa Tpukanuiidocda-
ta (0,397 ma) u TT'® (1 mu1) KUOATAT ¢ 0OpPaTHBIM XOJIOMMIBHUKOM B TedeHHe 1 4. PeaknnoHHyI0 cMech KOH-
HEHTPUPYIOT TP MMOHWKEHHOM JIaBJICHUH W OCTATOK pa30aBIsIOT STHianeTatoM. CMech MPOMBIBAIOT HACHIIIECH-
HBIM BOJHBIM PacTBOpOM OMKapOOHaTa HaTpHs M OYMINAIOT C IIOMOIIBIO KOJOHOYHON XpoMmarorpaduy Ha CHIIU-
Karene (MeTaHoi/sTHianerar). [lomydeHHOe TBEpAOE BEIIECTBO KPHCTALIU3IYIOT M3 CMECH JTHIIAIeTaT-
JIUU30TIPOIIIIOBBIN d(DHUP-TEKCaH C TIOTYyYeHHUEM 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).

Ipumep 262. N-((2S,3S)-1-(I{uknoOytunkapoouw)-2-((3'-hTopOordeHwII-3 -1 )ME T ) TUPPOTHTUH-3 -
WI)METaHCYTb(HOHAMUI.

A)  Tper-bytmn-(28S,3S)-2-((3'-dbropoudenmn-3-un)mernn)-3-((MeTHICYITb()OHUIT)aMUHO )ITUPPOJTH U H- 1 -
KapOOKCHIIaT.

Cwmech TpeT-0yTuin-(2S,3S)-2-(3-6pomben3mn)-3-((MeTHICY b OHNI ) aMHHO ) TUPPOITUINH- | -KapOOKCcHIaTa
(2,38 1), (3-propdenun)doponoroii kucnotsl (1,15 ), XPhos Pd G3 (0,139 1), 1M BoAHBIN pacTBOpP TPHUKAIIHIA-
¢docoara (16,5 M) u TI'D (50 mi) nepememmatot npu 70°C B Teuenne 2 4. CMech KOHIEHTPHUPYIOT IPH HO-
HIDKCHHOM JIaBJICHUH, OCTAaTOK pa30aBiIsfIOT HACHIILICHHBIM BOJHBIM PacTBOPOM OMKapOOHATa HATpHs M 3KCTpa-
THPYIOT CMech dTHianeTatoM. OpraHUuecKUid CJIOH MPOMBIBAIOT HACHIILICHHBIM PacTBOPOM COJIHM, CYIIAT Haj
0€3BO/IHBIM CyNb(haTOM MarHusl ¥ KOHIEHTPUPYIOT IPH MOHWKEHHOM AaBieHHH. OCTaTOK OYMIIAIOT C TOMO-
b0 KOJIOHOYHOM Xpomarorpaduu Ha cwmkarene (NH, sTnmamerat/rekcaH) ¢ OIydeHHEM YKa3aHHOTO B 3aro-
JoBKe coenuHeHus (2,37 r).

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

B) IMunpoxmopun N-((2S,35)-2-((3'-pTopobrudennn-3-mn)MeTHIT) TUPPOTUANH-3 -HT )METaHCYIIb(poHAMHUA.

K comecm Ttper-Oytmn-(2S,3S)-2-((3'-dpTopoudenmi-3-nn)mernn)-3-((MeTHICYTH(HOHIIT)aMUHO ) TUPP OJTH-
nuH-1-kapbokcunara (2,37 1) u stunanetara (10 M) mpu KOMHATHOW TemriepaType nobaBistor 4M pacTBop
COJITHOW KHMCJIOTHI B aTminanerate (26,4 mir). CMech nepeMeImBaioT TP KOMHATHOH TeMIieparype B TeueHHe 2
4. CMech KOHLECHTPHUPYIOT TP MOHWKEHHOM JaBJICHUHM M COOMPAIOT MOJyYEHHOE TBEPAOE BEIIECTBO (HUIBTPa-
uel ¢ aTwnaneratoM. [lonyueHHOe TBEpioe BEIIECTBO MPOMBIBAIOT STHJIALETATOM H CYIIAT C MOJIYYEHHEM yKa-
3aHHOTO B 3aroJyioBke coenunenus (1,88 r).

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

C) N-((2S,35)-1-({uknobyrmikapoonm)-2-((3'-propdudenni-3-1a)Me THn) IUppOIU ANH-3-WIT)METaH-
cynmbhoHaAMUI.

K cmecu rugpoxmopuma N-((2S,3S)-2-((3'-propbudeHnn-3-min)MeTHIT) TUPPOTUINH-3-HT ) METaHCYIb(O-
Hamuaa (1,10 r), TEA (1,45 v) u TT'® (20 mu) npu 0°C mo KarmisiM 100aBIISIOT IUKIOOYTaHKApOOHMITXJIOPH]T
(0,508 r). CMmech mepeMenrBaroT Ipu KOMHATHOHN Temmiepatype B TedeHne 1 4. K cMecn mo0aBisioT HACKHIIICH-
HBI BOJHBIN pacTBOp THAPOKapOOHATa HATPHS W KOHLIEHTPUPYIOT MOJIYICHHYIO CMECh NP MOHMKEHHOM JaB-
nenuu 1 ynanenus TT'®. OcraBmuiicss BOAHBIA CIOH 3KCTparupyroT 3tunaneraroM. Opranndeckuii cioi oT-
JIETSIIOT, TIPOMBIBAIOT HACKHIIICHHBIM PACTBOPOM COJIM, CyIIaT Haj O€3BOJHBIM CyIb(}aTOM MarHusi 1 KOHLCHTPHU-
PYIOT IIpH MOHMKEHHOM J1aBiieHnH. OCTaTOK OYMILNAIOT C MOMOIIBIO KOJIOHOYHOHM XpoMaTorpaduu Ha CHIIMKare-
ne (aTmnanerar/rekcad). OCTaTOK KPUCTAJUIM3YIOT U3 CMECH JTHJIALIETAT-TeKCaH C MOJTYYEeHHEM YKa3aHHOTO B
3arojioBke coequnenus (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,
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M), 4,04 4,46 (1H, m), 7,03-7,77 (9H, m).

IMpumep 266. N-((2S,3S)-2-((3-Dropobudennn-3-un)mernn)-1-((1-pTopuuKio0y THII)kapOOHWI ) TUPPOITH-
JIMH-3-MT)METaHCYTb()OHAMUI.

A) N-((28,35)-2-(3-bpom6en3mn)-1-((1-hpToprukao0y Twi ) KapOOHIIT) TUPPOTUANH-3 - )METAHCYIIb(PO-
HaMHJ.

K cmecu ruppoxiopuma N-((2S,3S)-2-(3-6pomben3mn)nmuppoauans-3-ui)Merancyibdhonamuaa (100 mr),
1-propumknodyrankapboHoBoi kucnothl (50 mr) u JIM®PA (2 M) mo xamisiM 106aBisrotr mobdasmstor HATU
(154 mr) m DIPEA (105 mr). CMech mepeMemmBaroT Ipu KOMHATHOH Temmieparype B Teuenue 2 4. K cmecu n0-
0aBIAIOT HACKHIICHHBIN BOJHBIN PacTBOp THIPOKapOOHATA HATPHS U IKCTPATHPYIOT MOTYYCHHYIO CMECh ITHII-
arieratoM. OpraHUMYECKUI CJION OTHEISIIOT, TPOMBIBAIOT BOJOW M HACKHIIICHHBIM PaCTBOPOM COJIH, CYIIAT Hal
0C3BOJHBIM CyIb(ATOM MarHus ¥ KOHICHTPUPYIOT NPU MOHMKCHHOM AaBicHUU. OCTaTOK OYHUINAIOT C TOMO-
IIBF0 KOJIOHOYHOM XpoMaTorpa(uu Ha CHIIMKareie (3THIALETAT/TeKCaH) C MOyYCHHEM YKa3aHHOTO B 3aT0JIOBKE
coenunenus (109 mr).

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

B) N-((2S,3S)-2-((3"-DPTopoudenmn-3-mn)metun)- 1 -((1-bTopruKkiIo 0y THIT ) Kap OOHIT ) TUPPOITUTHH-3 -
WI)METaHCYTb(HOHAMUI.

Cmech  N-((2S5,3S)-2-(3-6pomben3mn)-1-((1-pTopIukno0yTrn ) kap OOHUN ) TUPPOTUANH-3 -1 )METAHC Y JTh-
dbonamuna (54,4 mr), (3-propdennn)doponoBoii kucyioTsl (52,7 mr), XPhos Pd G3 (5,31 mr), 1M Ttpukanmii-
dbocdara (0,377 M) u TT'D (1 m) nepememmBaroT nipu 70°C B Teuenne 2 4. K cMecn 100aBISIIOT HACHIIIICHHBIH
BOJIHBIA pacTBOpP THAPOKapOOHATa HATPHS M SKCTPArupyloT MOIYYEHHYIO CMeCh 3TminaneTatoM. Opranndeckuit
CJIOH OTHENSIOT, IPOMBIBAIOT HACHIIICHHBIM PAacTBOPOM COJIH, CyIIAT HajJ OC3BOIHBIM CYIb(aTOM MarHus U
KOHIICHTPUPYIOT TPH NOHWKEHHOM AaBlieHHH. OCTaTOK OYHIIAOT ¢ MIOMOIIBI0 KOJOHOYHOHN XpoMaTorpaduu Ha
cunukarene (NH, stunmanerar/rekcan). OcTaTOK KPUCTADIH3YIOT U3 CMECH STHIIAICTAT-TEKCAH C MOTyYCHHEM
YKa3aHHOTO B 3aroJIoBKe coepinHenus (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).

IIpumep 269. N-(1uc-1 -(Huxmooytmikapoonnn )-2-((2-hennn-1,3-Tua3on-4-uia)MeTHIT ) TUPPOTUIAH-3 - 1T -
1-propmerancynbdonamu.

A) Tper-byrmi-muc-3-(((propmernn)cynbdonmn)amuto)-2-((2-hennn-1,3-Trua3o-4-11)Me T TUPPOJIH-
IuH- 1 -kapOokcumar.

K cMmecu tper-Oyrmn-nuc-3-amuHO-2-((2-perm- 1,3-Tra3on-4-mi)MeTH ) TUppOoTuaAnH- | -kapOoKCcHIaTa
(108 mr), DIPEA (58,2 mr) u TT'® (1 M) npu 0°C mobasisiroT propmerancymbhormmxiopun (31,8 mr). K pe-
AKIMOHHOU CMeCH TOOABJISIOT BOAY U KOHIICHTPUPYIOT IMOJIYYCHHYIO CMECh TIPU OHIKEHHOM AaBieHnn. OcTa-
TOK Pa30aBJISIOT 3TUIIANCTATOM, MOJYYCHHYIO CMECh MPOMBIBAIOT HACBHINICHHBIM PACTBOPOM COJIH, CYIIAT HaJ
0e3BOIHBIM CYJIE(ATOM HATPHSI ¥ KOHIICHTPUPYIOT MPH MOHMKEHHOM JaBicHUU. OCTaTOK OYHUINAIOT C TOMOIIBIO
KOJIOHOYHOM XpoMaTorpaduu Ha CHIHKareie (3TWIANECTAT/TEKCAaH) C TMOIYYCHHEM YKa3aHHOTO B 3arOJIOBKE CO-
eauHeHUs (62,5 mr).

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

B)  N-(muc-1-(HukmobyTminkapoonnn)-2-((2-henunn-1,3-Tuazon-4-uim)MeTHI ) TUPPOTHIUH-3-11)- 1 -hTop-
METaHCYIh()OHAMUI.

K cMmecu tper-Oytmi-muc-3-(((dropmeTin)cynbhoHmI)aMuHO)-2-((2-pern- 1,3-Tra30m1-4-1m1)MeTHII ) TTHP-
pomuauH-1-kapookcmnara (31,2 mr) 1 MeOH (0,200 M) mo6aBinsitor 4M pacTBOp COJISTHOW KUCIIOTHI B TIPOCTOM
nuKIoneHTuiIMeTuiioBoM 3dupe (0,342 M) mpu koMHATHOH Temmeparype. CMech mepeMeNMBaroT P KOMHAT-
HOHM TeMIiieparype B TeueHHe 1 9 u 3aTeM KoHueHTpupytoT. Octatok cMmemmBarot ¢ TI'® (0,7 M) u TEA (34,7
Mr) u k cmecu nipu 0°C nobasnsior nukiodyrankapoonmixiaopus (12,2 mr). CMech nepeMemmBaoT MpH KOM-
HATHOI TeMmepaType B TeucHHe | 4, K cMecH T00aBIISIOT HACHIIICHHBIH PACTBOP COJH M KOHIICHTPHPYIOT MOJY-
YCHHYIO CMCh MPU TMOHWKEHHOM JaBiicHUH. OCTaTOK OYHMIIAIOT C MOMOINBI0 KOJOHOYHON XpoMaTorpaduu Ha
CUITHKarese (ITUIACTAT/TEKCAaH) ¢ MOMYyYCHUEM YKa3aHHOTO B 3arOJIOBKe coequHeHus (22,2 mr). 'H sIMP (300
MI'n, CDCl;) 6 m.a. 1,35-1,53 (1H, m), 1,81-2,02 (2H, ™), 2,14 (5H, ymr.c), 3,03-3,39 (4H, m), 3,67 (1H, nx,
J=14,8, 5,7 Tm), 4,13-4,28 (1H, m), 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, m, J=8,7 T'my).

Ipumep 293.  N-(umc-2-((2-®ropoudenunn-3-um)MeTwn)- 1 -u300y THPUITHP POTUANH-3 -1 )METAHCYJTh-
(dhonammI.

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

K cmecu (3-6pom-2-propdenmn)meranona (5,13 r), PPh; (7,88 1) u tpudropmermnbenzona (180 mm) mo-
GasisiroT TeTpabpommeran (9,96 1) npu 0°C. Cmech nepememmuBatot pu 0°C B TeueHue 2 4, HEPACTBOPUMBIH
0CaJIOK YIAISAIOT (UIBTPAIUCH U MPOMBIBAIOT AMATIIIOBEIM 3(hupoM. OUIbTpaT KOHICHTPUPYIOT NPHU TTOHH-
JKCHHOM JaBiicHUH. OCTaTOK OYHINAIOT C TOMOIIBI0 KOJOHOYHOW XpoMaTorpaduul Ha CHIMKarene (ITuiare-
TaT/TeKcaH) C MOJyYEHHEM YKa3aHHOTO B 3aroJioBKe coeanHeHus (6,70 r).

'H SIMP (300 MI'u, CDCly) & 4,51 (2H, x, J=1,1 '), 7,02 (1H, 11, J=8.0, 1,4 I'y), 7,30-7,37 (1H, ™), 7,51
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(1H, nx, J=8,1, 6,4, 1,7 I'n).

B) tper-byTmn-2-(3-6pom-2-hropbeH3ui)-3 -0KCOMUPPOTUANH- | -kapOOKCHIIAT.

K cmecn Tper-Oytmi-3-okconmupponuaus-1-kapookcunara (3,30 r) u Tomyorna (28 mi) mpu KOMHATHOMN
TeMIieparype no0asistor nuppouanH (1,52 r). Cmech nepeMemBaroT MpyH KOMHATHON TeMIIepaType B TEUCHHE
30 MHH, KUITITAT ¢ OOpPaTHBIM XOJOIMIBHAKOM C MCIIOJIb30BaHueM JIoBymkn J{una-Crapka B TeueHue 30 MUH U
3aTeM KOHIICHTPUPYIOT NpH MOHmKeHHOM naBieHnd. Octatok cmemmBaoT ¢ CH;CN (28 min) 1 kK momydeHHOH
CMECH TpH KOMHATHOH TemrepaTtype no6aBistor 1-6pom-3-(6pommetwn)-2-propdbenzon (4,77 r) m TBAI (1,32
r). CMech KUIATAT ¢ OOpPaTHBIM XOJOIWIBHAKOM B Te4eHHE 4,5 U, 3aTeM BBUIMBAIOT B BOJAY W DKCTPArupyroT
MOJYYCHHYIO CMECh dTmianeratoM. OpraHn4ecKui cJIoi MPOMBIBAIOT BOJOW M HACHIIICHHBIM PacTBOPOM COJIH,
cymiaT HaJi 0e3BOJHBIM CYJIb()aToOM MarHus ¥ KOHIEHTPUPYIOT NIPH MMOHM)KEHHOM JiaBiieHne. OCTaTOK OYMINAIOT
C MOMOIIBI0 KOJOHOYHOH XpomaTtorpaduu Ha cuimkareie (STHIALETaT/TeKCaH) ¢ MOJYYeHHEM YKa3aHHOTO B
3arojioBke coequuenus (1,71 r).

'H SIMP (300 MI'u, 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) tper-byrni-nuc-3-amuno-2-(3-6poM-2-propOeH3mT)TupponuanH- 1 -kapOoKcHar.

Cmech TpeT-0yTuin-2-(3-6pom-2-propbeHsmn)-3-okconupponuaun- 1 -kapookcunara (941 mr), dopmmara
ammonmst (1,28 1), xmop[N-[4-(mumeTrnamuHo)eHn]-2-MUpUAMHKapOOKCAaMHUIATO |(TEHTAMETHIIITUKIIOTICH-
taguerwn)upuausa(11I) (30,5 mr) m MeOH (20 mir) nepememuBaroT B atMochepe aprona mpu 70°C B Tedenue 2,5
4. PeakunonHyro cMech BBUTMBAIOT B HACHIIIEHHBIN BOJHBIN pacTBOP THAPOKapOOHATA HATPHUS TPH OXJIAXKICHIH
JBIOM H SKCTParupyoT MOJNyYEeHHYI0 CMech dTHianeratoM. OpraHn4eckuid Ci1oii MpOMBIBAIOT BOJOH M HACHI-
IIEHHBIM PacTBOPOM COJH, CYIIAaT HajJ Oe3BOTHBIM CyNb(aTOM MarHUA M KOHIECHTPUPYIOT MPH HOHIKEHHOM
nasieHnH. OCTaTOK OYMINAIOT C ITOMOIIBIO KOJIOHOYHOM Xpomarorpaduu Ha cuiimkarese (MEeTaHoJ/3THIIaleTar)
C TIOJTyYCHHEM yKa3aHHOTO B 3aroJIOBKE COCIUHEHUS (427 Mmr).

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

D) tper-bytun-unc-2-(3-6pom-2-propoensun)-3-((MeTHICYTb(HOHNIT)aMUHO ) TUPPONIUANH- | -kKapOOKCHIIaT.

K cMmecn Tper-OyTHi-muc-3-aMuHO-2-(3-0pom-2-hTopOen3mn)nupponnant-1-kapookcmara (421 wr),
TEA (228 mr) u TI'® (4 mi) npu KOMHaTHOW TeMmmeparype H00aBisIIOT MeTaHcynbhoHwIxaopua (155 mr).
CMmech nmepeMemmnBaioT Ipyu KOMHATHOW TeMIlepaType B TedeHue | 4, 3aTeM BBUIMBAIOT B BOAY M AKCTPArupyroT
MOJYYCHHYIO CMech dTmnareraroM. OpraHuuecKuii Coil IpOMBIBAIOT BOJHBIM PacTBOPOM THIApOKapOOHaTa Ha-
TpHS M HACBHIIICHHBIM PacTBOPOM COJIH, CyIIaT HaJ Oe3BOMHBIM Cylb()aTOM MarHUA M KOHLIEHTPUPYIOT IPH I10-
HIDKEHHOM JIaBJICHUH C TIOy4eHHEeM KpHcTamioB. Kpuctamisl cobupaioT GuIbTpaniied ¥ MpOMBIBAIOT CMECHIO
JIUU30TPOIIIIOBBIN d(DUP-TEKCAH ¢ TIOTyYeHHEM YKa3aHHOTO B 3arojIoBKe coemuHeHus (437 mr).

MC: [M-H] 448,9.

E) N-(unc-2-(3-bpom-2-dpropOeH31n) muppoTi IuH-3 -1iT)METaHC Y Tb(OHAMHUI.

K cmecun tper-OyTtii-nmc-2-(3-0pom-2-dpropoensmn)-3-((MeTHICYIb(OHMIT)aMUHO ) TUPPOJTUIUH- | -Kap-
6okcunara (434 mr) u toiyona (4,8 M) npu KoMHaTHOW Temneparype pobasistor TOYK. Cvech nepemern-
BAIOT NP KOMHATHOM TEMIIepaType B TeUeHHE | 4 U 3aTeM MOJYyYEeHHYIO PEaKIIMOHHYIO CMECh TPH OXJIKICHUH
JIHJIOM BBUIMBAIOT B HACHIIICHHBIN BOIHBINA pacTBOp ruipokapbonarta Hatpus. CMech nmojmenaunBaror 10 pH 8 ¢
TIOMOIIIBI0 KapOOHaTa Kalus M AKCTParupyroT dTmianeraToM. OpraHmdecKui CII0H MpOMBIBAIOT BOJIOI M HACHI-
IIEHHBIM PacTBOPOM COJH, CYIIAaT HaJ Oe3BOTHBIM CyNb(aTOM MarHUS M KOHIECHTPUPYIOT MPH HOHIKEHHOM
JABJICHUH C TIOy9eHUEM KpHUCTauioB. Kpuctamisl coonparoT GmIbTpanueil n MpOMBIBAIOT CMECHIO IHH30IPO-
MTUJIOBEIH d(hHUp-TeKCaH ¢ OMydeHHEM YKa3aHHOTO B 3aroJIOBKE coequHeHMs (245 mr).

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

F) N-(unc-2-(3-bpom-2-pTopdensmn)- 1 -u300y THp UAHP POTHIUH-3 -1 )METaHC Y Tb(HOHAMUI.

K cmecn N-(muc-2-(3-6pom-2-dropOeH3un)nupponuans-3-un)merancynsponamuna (120 mr), TEA (104
mr) u TI'® (3 mi) npy KOMHaTHOW Temmeparype Ao0aBisitoT 2-metwimponaHomxiaopun (72,8 mr). Cmecs me-
peMeIMBaoT IpH KOMHATHOM TeMmeparype B TedeHue | 4, 3aTeM 100aBISIIOT ee K BOJHOMY pacTBOPY THIPO-
KapOOoHaTa HaTpHUs U dKCTparupytoT cMecbio T d-stunanerar. OpraHuuecKkuii cio IPOMBIBAIOT BOJIOW M Ha-
CBIIIEHHBIM PACTBOPOM COJIM, CyIIAT Haj 0e3BOIHBIM CyJIb(ATOM MarHus U KOHLIEHTPUPYIOT NPH MMOHM)KEHHOM
JIaBJICHUH C MOJIy4eHHEM KpuCTaioB. KprucTamisl coOupatoT GuibTpanueid ¥ NpOMBIBAIOT CMECHIO TUM30IPO-
MTUJIOBEIH 3(hHUp-TeKCaH ¢ OMydYeHNEeM YKa3aHHOTO B 3arojioBke coequHeHus (132 mr).

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

G) N-(1uc-2-((2-@ropoudennn-3-un)MeTwi)- | -u300y THPUIUPPOTUIUH-3 -UiT )METaHCYTb(hOoHAMUT.

Cmech N-(mnc-2-(3-6pom-2-pTopOoeH3mI)- 1 -n300y THPUITTUPPOIUANH-3 -1 )MeTaHCyIbpoHaMuaa (63 mr),
(hennnboponoBoit kucaotsl (36,5 mr), XPhos Pd G3 (6,33 mr), 1M BoaHoro pactBopa Tpukanuiidocdara (0,449
i) u TT® (1,5 mi) nepememnBarot B armocgepe aprona rnpu 70°C B redyenue 1 4. CMech BBUIMBAIOT B BOJHBIH
pacTBop ruapoKapOoHaTa HaTPUs U dKCTparupytor cmecsto TT' @-strnanerar. OpraHn4eckui c10ii MpOMBIBAIOT
BOJIOH M HACBHIIIEHHBIM PAacTBOPOM COJIM, CYIIaT HaJ O0E3BOAHBIM CYJIb()AaTOM MarHus W KOHLEHTPHUPYIOT NPH
MOHIDKEHHOM JaBiieHHH. OCTaToOK OYHMINAIOT ¢ MOMOIIBIO0 KOJIOHOYHOW Xpomarorpaduy Ha cuiiMkarene (Mera-
HOJI/3THJIALIETaT) C MOJTyYEHHEM YKa3aHHOTO B 3ar0JIOBKe coenHeHus (52,8 mr).

'H SIMP (300 MI'u, CDCl3) & 0,57-1,14 (6H, m), 1,83-2,13 (1H, m), 2,27-2,41 (1H, m), 2,53-3,20 (6H, m),
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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).

[Mpumep 294. N-(unc-2-((2,3"-Andropoudenni-3-um)MeTrn)- 1 -u300y THPUIITHPPOITH INH-3 -HIT)METaHC Y JIb-
dhonamm.

Cwmech N-(1uc-2-(3-6pom-2-pTopOeH3mI)- 1 -nu300y THPUITTUPPOIUANH-3 -1 )MeTaHCyIbpoHaMuaa (62 mr),
(3-dbropdennn)doponoBoii kucnotsl (41,2 mr), XPhos Pd G3 (6,23 mr), IM BogHOTO pacTBOpa TpUKamuiidoc-
¢dara (0,441 mun) u TT'® (1,5 mur) mepememmBaroT B atMochepe aprona npu 70°C B treuenue 1 4. CMech BBUIH-
BalOT B BOJHBIN pacTBOp THAPOKapOOHATa HATPUSA U IKCTPArupyroT cmechio TI @-atunanerar. OpraHndecKuit
CJIOH TIPOMBIBAIOT BOAOH M HACKHIIIEHHBIM PACTBOPOM COJIH, CYIIAT HaJ O0E3BOIHBIM CyNlb(aToM MarHus U KOH-
HEHTPUPYIOT MPH HOHIKEHHOM JaBiieHnH. OCTaTOK OYHMINAIOT C MOMOIIBI0 KOJOHOYHOH XpoMaTorpaduu Ha
CHJIMKarese (METaHOJI/3TUIIAIIETaT) C TOJlyYeHUEM YKa3aHHOTO B 3arojloBKe coequHeHus (53,2 mr).

'H SIMP (300 MI', CDCl;) & 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).

Mpumep 299. N-(mmc-1-(Luknooyrunkapoonnn)-2-((5-¢propOudeHun-3-nim)MeTHI) TuppoIuAnH-3 -1 )Me-
TaHCyIb(poHaAMUI.

A) tper-bytnn-2-(3-6pom-5-pTopOeH3mi)-3-0KCOMUPpoTUIuH- | -kapOoKkcuar.

K cmecn Tper-OyTmi-3-okconmupponuans-1-kapookcunara (3,44 r) u tomyona (30 M) mpu KOMHATHOH
TeMIieparype nobasistor nupposuanH (1,59 r). Cmech nepeMemmBarOT MpyH KOMHATHON TeMIIEpaType B TEUCHUE
20 MWH, KUITITAT ¢ OOpPaTHBIM XOJOIMIBHUKOM B TeueHue 20 MUH ¢ HCIOJIb30BaHueM JIOBYIIKY J{nHa-Ctapka u
3aTeM KOHIIGHTPHUPYIOT NMpH NoHmkeHHOM naBieHuu. Ocratok cMemnmmBaioT ¢ CH3;CN (30 mur) U K cMecH TipH
KOMHATHOW TeMmIieparype mo0aBisioT 1-6pom-3-(6pommernn)-5-propdenzon (4,98 r) m TBAI (1,37 r). Cmech
KUISTAT ¢ 00paTHBIM XOJOAWIEHUKOM B TeYeHHUE 4,5 4, 3aTeM BBIIMBAIOT B BOAY M OKCTPArupyroT MOJTYYCHHYIO
cMmech aTmaneratoM. OpraHUYecKUi Ci10il MPOMBIBAIOT BOAOM M HACHIIICHHBIM PACTBOPOM COJIM, CYIIAaT HaJ
0€3BO/IHBIM CyNb(}aTOM MarHusi ¥ KOHIEHTPUPYIOT IPH MOHIWKEHHOM aaBieHHH. OCTaTOK OYHMIIAIOT C TOMO-
IIBI0 KOJIOHOYHOH XpoMmartorpaduu Ha CHIIMKarese (3TUIAIeTaT/TeKcaH) ¢ IOJIydeHUEM YKa3aHHOTO B 3ar0JIOBKE
coeauHeHus (2,83 r).

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

B) tper-byTumin-iuc-3-amuHo-2-(3-0pom-5-hTopOeH3 W) TUpp o InH- | -kKapOoKcHIar.

Cmech TpeT-0yTHin-2-(3-6pom-5-propbensmn)-3-okconupponuaut- 1 -kapookcmmnara (2,82 1), dopmmara
ammonust (3,82 1), xmop[N-[4-(mumeTrnamuHo)eHn]-2-MUpUAMHKapOOKCaMHUIATO |(TTEHTAMETHIIITUKIIOTIEH-
taguerwn)upuausa(11I), (0,069 ) u MeOH (60 mur) mepememuBaioT B atMmocdepe aprona npu 70°C B TedeHue
2,5 4. PeakimoOHHYI0 CMECh BBUIMBAIOT B HACBHIIEHHBIA BOJHBIN pacTBOp THIPOKapOOHATA HATPHUS TIPU OXJIakK-
JICHUN JIBIOM W AKCTPArupyloT MOIYYEHHYIO CMeCh dTmnaneratoM. OpraHndecKuid CiI0ii MPOMBIBAIOT BOJOH H
HaCBIIIEHHBIM PACTBOPOM COJIM, CyHIaT HajJ OE3BOIHBIM CyIb()AaTOM MarHusl U KOHIEHTPUPYIOT NPH TOHHMKEH-
HOM JjaBieHHH. OCTAaTOK OYMINAIOT C IIOMOINBIO KOJOHOYHOW Xpomarorpagum Ha CuiIukarene (Mera-
HOII/3THIIALIETAT) C HOTyYeHHEM YKa3aHHOTO B 3aronoBke coequnenus (1,07 r). MC: [M+H-(tBu)]" 316,9.

C) tper-byrni-niuc-2-(3-6pom-5-dpTopoensmn)-3-((MeTmiIcy b OHNIT)aMIHO )TUPPOIUANH- | -KapOOKCHIIaT.

K cmecu tper-OyTHi-muc-3 -aMuHO-2-(3-0pom-5-¢pTopbensmn) mupponuani- 1 -kapookcunara (1,06 ), TEA
(0,575 r) u TT'® (10 M) mpr KOMHATHOU TemIepaType n00aBisoT MeTaHcyabhormxiopus (0,390 r). Cmech
MepEeMEIINBAIOT IIPH KOMHATHON TeMIepaType B Te4eHHe | 4, 3aTeM PeaKIMOHHYIO0 CMECh BBUIMBAIOT B BOAY U
SKCTParupyroT TrianeraToM. OpraHudecKuii CIIOM MPOMBIBAIOT BOJHBIM PAaCTBOPOM THIPOKapOOHATa HATPHS U
HACHIIIEHHBIM PAaCTBOPOM COJIM, CyIIaT HaJ Oe3BOTHBIM CyIb(aToM MarHus M KOHICHTPUPYIOT NPH MOHMKEH-
HOM JIaBJICHUH C TOJXy4eHHEeM KpucTayutoB. Kpuctamas! coOuparoT GuibTpanneii ¥ IpOMBIBAIOT CMECHIO TUH30-
MIPOIUJIOBEIH d(pHp-TeKCcaH ¢ TIOydeHUEM YKa3aHHOTO B 3aroyioBke coenuueHus (1,09 r).

MC: [M-H] 448.8.

D) N-(umc-2-(3-bpom-5-dpropOeH3un) muppostuinH-3 -1 )MeTaHC Y Tb(hOHAMHU.

K cmecu tper-Oytun-umc-2-(3-6pom-5-dpropoensmn)-3-((MeTHICY b OHMIT)aMUHO ) TUPPOJIUANH- | -KapOOK-
cunara (1,09 r) u tonyoxna (12 mi) npu komHaTHOH Temneparype pobasisior TOVYK (12 min). Cmecs nepeme-
MIMBAIOT NTPY KOMHATHOM TEMIIEpaType B TeueHHe | 4 M 3aTeM IPU OXJIAXKACHHUH JIbJIOM BBUIMBAIOT B HACHIIICH-
HBII1 BOAHBIN pacTBOp TuApokapOoHara HaTpus. CMech momenadnBaroT 10 pH 8 ¢ momomkio kapboHaTa Kaus
W JKCTPAarupyroT STunaneratoM. OpraHMYecKUid CIIOM MPOMBIBAIOT BOJOW W HACKHIIMIEHHBIM PAaCTBOPOM COJH,
cymat Hajg 0e3BOJHBIM CyNIb(haTOM MarHus ¥ KOHLIEHTPUPYIOT NPH IOHIDKEHHOM JIaBJICHUU C TOTYYCHUEM KpH-
ctayuioB. Kpucramisl cobupaioT GuibTpanneii 1 IpoOMBIBAIOT CMECHIO TUU3OTIPOITIIIOBHIN A(Hp-TeKCaH C MOy-
YeHUEM YKa3aHHOTO B 3aroJIOBKE coeuHeHus (245 mr).

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

E) N-(unc-2-(3-bpom-5-dropoensmn)- 1 -(uxi1o0y THIKapOOHIIT ) TUPPOITU M H-3 -1 )METAHCYIb(OHAMU/I.

K cmecn N-(uuc-2-(3-6pom-5-dropoensun)mupponuaus-3-wn)metancynsponamuaa (229 mr), TEA (198
mr) u TT'® (5,6 mi1) mpu KOMHATHOH TemIeparype A00aBisIOT HuKI00yTankapooHmwxiaopux (155 mr). Cmech
MepeMeIINBalOT P KOMHATHOI TeMIiepaType B TeueHue 1 4, 100aBisIoT K BOAHOMY pacTBOPY THMIpoKapOoHaTa
HATpHUsl U AKCTparupyroT cmecbio TT'd-s3tunanerar. OpraHuyeckuil coi NPOMBIBAIOT BOAON U HACHIILEHHBIM
pacTBOpPOM COJIHM, CyIIaT HaJ 0€3BOMHBIM CYNb(ATOM MarHus U KOHLUEHTPUPYIOT MPH MMOHW)KEHHOM JIaBIICHUHU C
MOJy4eHneM KpucTaiutoB. Kpucramiel cobuparor (uibTpammeif ¥ MPOMBIBAIOT CMECHIO JUH3ONPOIMIOBBIN
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3(uUp-TeKcaH ¢ MOJYyYCHUEM YKa3aHHOTO B 3aT0JIOBKe coenuHeHus (261 mr).

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

F) N-(uc-1-(Iuxno0ytunkapoonmn)-2-((5-propoudeHnn-3-mr)MeTHI) TUpPpOSTHINH-3 - )METAHCYITb(O-
HaMH.

Cmech  N-(mmc-2-(3-6pom-5-hTopoeHsmn)- 1 -(IUKI00y THIKapOOHIIT) TUPPOTUANH-3 -1 ) METAaHCYITb(POHA -
muzga (128 mr), hennnboponosoit kucnothl (72,0 mr), XPhos Pd G3 (12,5 mr), 1M BogHOTO pacTBOpa TpHKa-
maiipocdara (0,886 mur) u TT'® (3 mum) mepememmBaroT B atMocdepe aprona npu 70°C B teuenue 1 1. Cmech
BBUIMBAIOT B BOJHBIN PacTBOp THAPOKapOOHATA HATPHS U IKCTparupyroT cMecbio TI @-atmmanerar. Opranude-
CKHUH CJIOH NPOMBIBAIOT BOJIOW M HACHIIIEHHBIM PacTBOPOM COJIM, CYIIAT HaJ O€3BOAHBIM Cyib(aToM MarHus
KOHIEHTPUPYIOT NPU TIOHWXEHHOM JaByieHHH. OCTaTOK OYHUILAIOT C TIOMOIIBIO KOJOHOYHOH Xpomarorpadun Ha
CHJIMKarese (METaHOJI/3TUIIAIIETaT) C TIOJlydYeHHEeM yKa3aHHOTO B 3arojioBke coenuaeHus (107 mr).

'H SIMP (300 MI', CDCl3) & 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).

Mpumep 300. N-(umc-1-(LInknodyrunkapoonmn)-2-((3',5-mudropondenn-3-um)MeTnI) IMppOIUIUH-3-
WI)METaHCYIb()OHAMHUL.

Cmech  N-(mmc-2-(3-6pom-5-hTopoenHsmn)- 1 -(IuKI00y THIKapOOHIIT) TUPP O ANH-3 -1 ) METAHCYITb(OHA -
muga (126 mr), (3-dpTopdenmn)oopononoit kuciotsl (81 mr), XPhos Pd G3 (12,3 mr), 1M BogHOTO pacTBopa
tpukanmuiipocdara (0,872 mn) u TT'D (2,9 M) nepememnmBaioT B atMmocdepe aprona npu 70°C B Tedenue 1 d.
CMech BBUTMBAIOT B BOJHBIA PACTBOP THIPOKapOOHATA HATPHUS U IKCTParupyroT cMecbio TI ®-stumanerar. Op-
TaHWYECKHUHA CJIOI MPOMBIBAIOT BOJOW M HACHIIICHHBIM PAcTBOPOM COJIM, CyIIaT HajJ Oe3BOIHBIM Cyib(aTom
MarHusl ¥ KOHIEHTPUPYIOT IIPH MOHIKEHHOM AaBieHHH. OCTaTOK OYHINAIOT KOJIOHOYHOH Xpomartorpadueil Ha
CHJIMKarese (METaHOJI/3TUIIAIIETaT) C TOJIydYeHHEeM yKa3aHHOTO B 3arojioBke coenuaeHus (118 mr).

'H SIMP (300 MI', 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).

Mpumep 303. N-(muc-1-(Luknooyrunkapoonnn)-2-((6-hTopOudeHu-3-nir)MeTHI ) TUP PO ANH-3 - 1T )Me-
TaHCyIb(poHaAMU.

A) tper-bytnn-2-(3-6pom-4-hropOen3nin)-3-okconuppoauIuH- 1 -kapOoKCHIIaT.

K cmecu Tper-OyTmin-3-okcomupponuaus-1-kapookcunara (3,46 1) u Toxyona (30 mi1) mpu KOMHATHOM
TeMIieparype nobasistor nupposuanH (1,59 r). Cmech nepeMemBaroT MpyU KOMHATHON TeMIIepaType B TEUCHUE
30 MuH, 3aTe€M KHUILTAT ¢ OOpPAaTHBIM XOIOAWIBHUKOM B TedeHne 30 MUH C MCHOJB30BaHMEM JIOBYIIKH JluHa-
Crapka 1 1mocJie 3Toro KOHICHTPUPYIOT MpH NoHmKeHHOM naBieHun. Ocratok cmemmBaioT ¢ CH3;CN (30 mur) u
K TIOJTy4YEHHOW CMECH IIPpH KOMHATHOH TeMIieparype A00aBisiioT 2-6poM-4-(6pommeTwn)-1-pTopdenzon (5,00 1)
n TBAI (1,38 r). CMech KHTIATAT ¢ OOPATHBIM XOJOIUIBHIUKOM B TeUEHHUE 4 U, 3aTeM PEaKIIMOHHYIO CMECh BBI-
JIMBAIOT B BOJY M 3KCTPATUPYIOT TOIYYEHHYIO CMeCh dTHianeratoM. OpraHn4eckuii CIoi IpOMBIBAIOT BOJIOU H
HaCBIIIEHHBIM PaCTBOPOM COJIM, CyHIaT HajJ OE3BOIHBIM CyIb()AaTOM MarHus U KOHIEHTPUPYIOT NPH TTOHHMKEH-
HOM JaBiieHMH. OCTAaTOK OYMIIAIOT C IOMOILIBIO KOJOHOYHOM Xpomarorpaduu Ha CHiIMKarene (dTHiane-
TaT/TeKcaH) C MOJIy4YEHHEM YKa3aHHOTO B 3arosioBke coeanHenus (1,59 r).

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

B) tper-byrni-niuc-3-amuno-2-(3-6pom-4-propOeH3 ) mupponuant- 1 -kapOokcuar.

Cmech Tper-OyTmi-2-(3-6pom-4-dpropdensmn)-3-okconnpponnans-1-kapookcunara (1,59 r), ¢opmuara
ammonwust (1,35 1), xmop[N-[4-(muMeTnnaMuHO)PeH |-2-TupuIuHKapOoKkcaMuaaTo |(TIeHTaM e THITITHKIIOTICHTA-
muenmm)upuaus(111) (0,026 ) u MeOH (25 M) nmepememmBaroT B atMocdepe aprona npu 70°C B Tedenue 2,5 4.
PeakunoHHYI0 CMeCh BBUIMBAIOT B HACHIIICHHBIH BOXHBIH PacTBOp THApOKapOOHATa HATPHS NPH OXJIAXKICHUH
JBIOM M SKCTParupyroT 3tunaneratoM. OpraHudecKril cIoi MPOMBIBAIOT BOJAOH M HACKHIIICHHBIM PAacTBOPOM
COJIH, CymaT Haja Oe3BOAHBIM Cynb(aToM MarHus W KOHIICHTPHUPYIOT IPH MOHIDKEHHOM aaBieHHH. OCTaToK
OYMIIAIOT C OMOIIBIO KOJIOHOYHOH XpoMaTtorpaduu Ha crimkarene (METaHoJI/3THIIAIeTaT) ¢ OoyYeHneM yKa-
3aHHOTO B 3ar0JIOBKE coeAMHEHUS (548 Mmr).

MC: [M+H(tBu)] " 317,0.

C) tper-byrni-niuc-2-(3-6pom-4-dpTopoensmn)-3-((MeTmiIcy b OHNIT)aMIHO ) TUPPOITUANH- | -KapOOKCHIIaT.

K cMmecn Tper-OyTui-muc-3-amMuHo-2-(3-6pom-4-dTopOensmn)nupponnant-1-kapookcmnara (542 mr),
TEA (294 mr) u TT'® (5,1 mn) npu koMHaTHOW TemIieparype 100aBisitoT MeTaHcyinbhonmixaopun (200 mr).
CMech nepeMenmmBaroT Py KOMHATHOH TeMIlepaType B TedeHue 1 9, 3aTeM BBUTMBAIOT B BOAY, M SKCTPAarupyIoT
MOJYYCHHYIO cMech aTmnareraroM. OpraHuuecKuii Coil IpOMBIBAIOT BOJHBIM PacTBOPOM THIApOKapOOHaTa Ha-
TpHS ¥ HACBHIIICHHBIM PaCTBOPOM COJIH, CyIIaT HaJ Oe3BOJHBIM Cylb()aTOM MarHUA M KOHIEHTPUPYIOT IPH I10-
HIDKEHHOM JaBieHnU. OCTaTOK OYMIIAIOT C MOMOINBI0 KOJIOHOYHOW XpoMaTorpaduy Ha CHIMKarene (dTHiare-
TaT/TeKCaH) ¢ TIOJyUYEeHHUEM YKa3aHHOTO B 3aroJIOBKe coeTMHEHNs (482 Mmr).

MC: [M-H] 448,8.

D) N-(umc-2-(3-bpom-4-dropOeH3un) muppostuAnH-3 -1 )MeTaHC Y Tb(HOHAMHU.

K cmecn Tper-Oyrmi-umc-2-(3-6pom-4-hpropoensun)-3-((MeTHIICY1b(HOHMIN ) aMUHO ) TUPPOJTH TN H- | -Kap-
6okcunara (477 mr) u toxyona (5,3 M) npu KoMHaTHOH Temrieparype nobasmsitor TOVK (5,3 mir). Cmecs me-
peMeIrBaoT P KOMHATHOH TeMIepaType B TeueHre | 4 M 3aTeM BBUIMBAIOT B HACHIIICHHBIN BOJHBINA pacTBOp
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rugpokapOoHaTa HaTPHUs NP OXJIaKAEeHUH JbaoM. CMech noamenaunBaioT 10 pH 8 ¢ momomipro kapOoHarta
KaJInusl M OKCTParupyror stunaneraroM. OpraHuYecKui CIIOW MPOMBIBAIOT BOJOHW M HACHINICHHBIM PAacTBOPOM
COJIH, CyIIaT HaJx 0€3BOAHBIM CYJIb(haTOM MAarHHUA U KOHIICHTPUPYIOT MIPH MOHIKEHHOM JaBJICHHUU C MTOTyYCHUEM
KpuctaiwioB. Kpucramisl cobnparoT GmIsTparieil ¥ MPOMBIBAIOT CMECHIO JAUU3OIPONMIOBEINA 3(PHUP-TEKCaH C
MOJTydeHHNEM YKa3aHHOTO B 3ar0JIOBKe coenHeHus (323 mr).

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

E) N-(1muc-2-(3-bpom-4-hrop6en3nn)- 1 -(MukI00y THIKap OO HUI ) MTUPPOTHIAH-3 -HIT)METaHCYTh(OHAMFI.

K cmecu N-(1muc-2-(3-6pom-4-dpropOensun)nupponuaus-3-uin)merancynbdonamuaa (160 mr), TEA (138
mr) u TT'® (3,9 mu1) mpu KoMHaTHOH Temreparype H00aBisoT nuKinooyrankapooHmwxiaopuxa (108 mr). Cmech
MepeMeIInBaloT P KOMHATHOM TemIiepaType B TeueHue | 4, 3ateM D00aBISIOT K BOZHOMY pacTBOPY THAPO-
KapOOoHaTa HaTpUs M SKCTparupytoT cmecbio T d-stunanerar. OpraHuuecKkuid cio IPOMBIBAIOT BOJIOW M Ha-
CBIIIEHHBIM PacTBOPOM COJIM, CyIIAT Haj 0e3BOIHBIM CYJIb(AaTOM MarHus U KOHLIEHTPUPYIOT NPH IMOHM)KEHHOM
JIaBJICHUH C TOJIy4eHHEeM KpucTaioB. KpucTamisl coOupatoT ¢uibTpanueid ¥ NpOMBIBAIOT CMECHIO TUM30IPO-
MMJIOBBIN 3 Up-TeKCaH ¢ MOIyYeHUEM yKa3aHHOTO B 3arojioBke coenuaeHus (149 mr).

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

F) N-(uc-1-(IIuxnooytunkapoonwmn)-2-((6-GroporudeHnn-3-mr)MeTHIT) TUPPOJIHINH-3 - )METAHCYITb(O-
HaMH.

Cmech  N-(mmc-2-(3-6pom-4-hTopoeH3mn)- 1 -(IUKI00y THIKAPOOHIIT) TUPP O MH-3 -1 ) METAaHCYITb(OHA -
muza (72 mr), hernndoponoBoit kucnothl (40,5 mr), XPhos Pd G3 (7,03 mr), 1M BogHOTO pacTBOpa TPUKAIHNA-
docopara (0,498 M) u TT'D (1,7 mum) mepememmBaioT B arMmocdepe aprona npu 70°C B Teuenue 1 4. CMmech BBI-
JIMBAIOT B BOJHBIA PacTBOp THAPOKAapOOHATA HATPHUSA U IKCTParupyroT cMmechio TT'd-3tmnanerar. Opranndeckuii
CJIOW TIPOMBIBAIOT BOAOI M HACHIMIEHHBIM PACTBOPOM COJIH, CyIIAT HaJx O€3BOJHBIM CYNIb(ATOM MarHus W KOH-
HEHTPUPYIOT MPH HOHIWKEHHOM JaBieHnd. OCTaTOK OYHMINAIOT C MOMOIIBI0 KOJOHOYHOH XpomMaTorpaduu Ha
cHJIMKarese (METaHOJI/3TUIIALIETaT) ¢ MOJlyYeHUEM YKa3aHHOTO B 3arojioBke coequueHus (61,3 mr).

'H SIMP (300 MI', CDCl3) & 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).

Mpumep 304. N-(umc-1-(Inknodyrunkapoonmn)-2-((3',6-mudropondenn-3-um)MeTHI ) IUppOIUIUH-3 -
WI)METaHCYTb(HOHAMUI.

Cmech  N-(mmc-2-(3-6pom-4-hTopoeH3mn)- 1 -(IUKI00y THIKapOOHIIT) TUPP O NH-3 -1 ) METAaHCYITb(OHA -
muga (71 mr), (3-propdenmn)ooponoBoit KucaoTel (45,9 mr), XPhos Pd G3 (6,93 mr), 1M BomHOTO pacTBOpa
tpukanmuiipocdara (0,492 mn) u TT'D (1,7 M) nepemernmBaioT B atMmocdepe aprona npu 70°C B Tedenue 1 d.
CMech BBUTMBAIOT B BOJHBIA PACTBOP THIPOKApOOHATA HATPHUS U IKCTParupyroT cMecbio TI ®-stumanerar. Op-
TaHWYECKHUHA CJIO NMPOMBIBAIOT BOJOW M HACHIIICHHBIM PAcTBOPOM COJIM, CyIIaT HajJ Oe3BOTHBIM Cyib(arom
MarHusi ¥ KOHIEHTPHUPYIOT MPH NOHIKEHHOM JiaBieHHH. OCTaTOK OYHMINAIOT C IIOMOIIBI0O KOJIOHOYHOH XpOMaTo-
rpaduu Ha cuiHKarene (METaHOJ/STUIIAICTAT) C MOTYyYCHHEM KPUCTAILIOB. KprcTamsl coOMparoT GpuiibTparuei
Y TIPOMBIBAIOT CMECHIO JHU3OTPONMIIOBBIN 3(Up-TeKCaH ¢ MOJTyYECHHEM YKa3aHHOTO B 3arojOBKE COCIUHEHUS
(59,6 mr).

'H SIMP (300 MT', 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).

Mpumep 305. N-((2S,3S)-2-((3'-Dropoudennn-3-um)mernin)- 1 -((1-MeTHIIUKIOOY THIT)KapOOHMIT ) TUPPO-
JUIWH-3-UT)MeTaHCyIb(oHaMU I,

K cmecu rugpoxmopuma N-((2S,3S)-2-((3'-propbudeHnn-3-min)MeTHIT) TUpPOTHINH-3 -1 )METaHCYIb(O-
Hamuaa (50 mr), 1-merunmukioOyTankapoonoBoi kuciotel (17,8 mr), TEA (65,7 mr) u IM®A (2 mn) npu
KoMHaTHOU Temneparype no6asisitor HATU (59,3 Mr) u nmepeMemmrBaroT MOJIYIeHHYI0 CMECh TIPU KOMHATHON
temrieparype B tedenue 30 muH. K cMecu 100aBIsSIOT HACHIIEHHBIM BOJAHBIN pacTBOp ruApokapOoHaTa HATPHUS
M DKCTPAarupyIOT HOJIYYEHHYIO CMeCh dTminaneraroM. OpraHndeckuil ciod OTAENSIOT, MPOMBIBAIOT HACHIIICH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OC3BOIHBIM CyIb(aToM MarHus U KOHICHTPUPYIOT PU MOHMKCHHOM JIaBje-
HUH. OCTaTOK OYMIIAIOT C MMOMOIIBI0 KOJOHOYHON XpoMmarorpaduu Ha CHIIMKareie (3THIaleTaT/TeKcan) U KpHu-
CTAUTM3YIOT U3 3TaHOJIa ¥ BOABI C TIOJIyYEeHHEM YKa3aHHOTO B 3arojloBKe coequHeHus (50 mr).

'H SIMP (300 MI'ti, 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-((2S,3S)-1-(bunukio[ 1.1.1]nenT- 1 -unkapoonmn)-2-((3'-propoudenmnmn-3-mr)me-
THI)TAPPOIUINH-3 -1 )METaHCYITb(HOHAMHUI.

K cmecu rugpoxmopuma N-((2S,3S)-2-((3'-propobudeHnn-3-mn)MeTHIT) TUPPOTHINH-3-HT)METaHCYIb(O-
Hamuaa (50 mr), ourukio[ 1.1.1]nenTan-1-kapoonoBoit kuciotsr (17,5 mr), TEA (65,7 mr) u JIM®A (2 M) npu
KoMHaTHOU Temneparype a06asisiior HATU (59,3 Mr) u nmepeMemmrBaroT MOJIYIeHHYI0 CMECh TIPU KOMHATHON
temrieparype B tedenue 30 muH. K cMecu 100aBIsSIOT HACHIIEHHBIM BOJAHBIN pacTBOp ruApokapOoHaTa HATPHUS
M OKCTPAarupyloT HOJYYEHHYIO CMeCh dTmiareraroM. OpraHn4eckuil cjod OTAENSIOT, MPOMBIBAIOT HACHIIICH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OC3BOIHBIM CyIb(aToM MarHus U KOHICHTPUPYIOT PU MOHMKCHHOM JIaBje-
HUH. OCTaTOK OYMIIAIOT C MOMOIIBI0 KOJOHOYHON XpoMmarorpaduu Ha CHIIMKarese (3THIaleTaT/TeKcan) U KpHu-
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CTAJUTA3YIOT M3 STHJIAICTAaTa U TeKCaHa C OJYYCHHEM YKa3aHHOTO B 3arojioBke coenuHenus (10 mr).

'H SIMP (300 MI'ti, 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 (7H, m).

Mpumep 307. N-((2S,3S)-1-(bunukno[1.1.1]nent-1-unkapoonmn)-2-((3',5"-mudpropoudenni-3-mm)me-
TH)TAPPOIMINH-3 -1 )METaHCYITb(HOHAMHUI.

A) N-((25,3S)-1-(bunukio[ 1.1.1]nent- 1 -unkapOoHmI)-2-(3-6poMOCSH3WI ) TUPPOTUANH-3 -1 )METAHC Y Th-
dhonamuI.

K cmecu ruppoxnopuma N-((2S,3S)-2-(3-6pomOeH3mn ) muppoauanH-3-ui)Metancyiabhonamuaa (240 mr),
ourmkino[ 1.1.1]nenran-1-kap6onoBoit kuciotsl (80 mr), TEA (328 mr) u JIM®PA (2 mi1) mpyu KOMHATHOH TeM-
neparype mobasistor HATU (296 mr) 1 mepeMemmBaioT MOJYIeHHYI0 CMECh TIPH KOMHATHOHM TemIepaType B
teuenue 30 muH. K cMecu 100aBISIOT HACKIIICHHBIN BOJHEBIN pacTBOpP THAPOKapOOHATA HATPHUS U IKCTPATHPYIOT
MOJYYCHHYIO CMECh dTHaneTaToM. OpraHudYecKuid CIIOW OTICISIOT, IPOMBIBAIOT HACHIIICHHBIM PAaCTBOPOM CO-
JIM, CYIIAT HaJ OC3BOJHBIM CYJIb()aTOM MarHus W KOHICHTPUPYIOT TPU MOHMKCHHOM JaBiicHHH. OCTaTOK OYH-
IIAFOT ¢ TIOMOIIBIO KOJOHOYHON XpoMmaTorpaduu Ha CHIMKarelie (METaHOJ/ITHIIANETAT) ¢ TOTy4YCHHUEM yKa3aH-
HOTO B 3aroyioBke coenuuenus (270 mr).

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

B) N-((2S,35)-1-(bumukmno[ 1.1.1]nent-1-unkapooumn)-2-((3',5'-mud Topoud e Hu-3 - )Me TN ) T PP OJIH -
JIUH-3-MT)METaHCYTb()OHAMII.

Cmech  N-((25,3S)-1-(6ummxio[ 1.1.1]nent- 1 -unkapOonwmI)-2-(3-6poMOSH3 I ) TUPPOTHANH-3 -1 )METaH-
cynshonamuaa (55 mr), (3,5-mudropdhennn)doponoBoii kucnotsl (61,0 mr), XPhos Pd G3 (5,45 mr), IM BoaHO-
ro pactBopa Tpukanmiidocdara (0,356 M) u TT'D (1 M) KUIATIAT ¢ OOPATHBIM XOJIOJMIBHUKOM B TeueHue 1 d.
CMech KOHIICHTPUPYIOT MPH MOHIKCHHOM JIaBJICHUU M OCTATOK Pa30aBIsIoOT dTmianetatoM. CMech MPOMBIBAIOT
BOJIOW M HACHIIICHHBIM PACTBOPOM COJIH, OYHIIIAIOT C TIOMOIIBIO KOJIOHOYHOW XpoMarorpaduu Ha CHIMKareie
(3TMNANeTaT/TeKCaH) U KPUCTALTH3YIOT MOMYYCHHBIH MPOJAYKT U3 TUIIAICTaTa U TeKCaHa C MOJYYCHHUEM yKa-
3aHHOTO B 3aT0JIOBKE COCAMHEHUS (25 Mr).

'H SIMP (300 MI't, CDCly) & 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).

IMpumep 308. N-((2S,3S)-2-((3'-Dropoudennn-3-um)mernin)- 1 -((1-ruapoKCHIMKIO0Y THIT)Kap OOHIIT ) ITHP-
PONUINH-3-HJT)METAHCYIb(OHAMHUT.

K cmecu rugpoxmopuma N-((2S,3S)-2-((3'-propbudeHnmn-3-mir)MeTHIT) TUpPOTUINH-3-HT)METaHCYITb(O-
Hamuaa (49,6 mr), l-ruapokcunukiIo0yTankapooHoBoi KuciaoTel (18,0 mr) u JIM®PA (1 mur) npu KoMHATHOH
temmieparype mobasisiror HATU (73,5 mr) u DIPEA (50,0 mr). CMmech mepeMenmmBaoT B TEUCHHE HOYH TIPH
KOMHaTHOU Temmieparype. K cmecu 100aBisitoT HACKIIIEHHBIH BOJHBIA PaCTBOP THIPOKApOOHATA HATPUS U DKCT-
parupyroT NOIXY4eHHYIO CMeCh dTIianeraToM. OpraHndecKiid CIoH OTAENSAIOT, IPOMBIBAIOT BOJOW M HACKHIIICH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OC3BOIHBIM CyIb(aTOM MarHus U KOHICHTPUPYIOT MPU MOHMKCHHOM JIaBje-
HUH. OCTaTOK OYHIIAIOT C MOMOIIBIO0 KOJIOHOYHOW XpoMaTorpaduu Ha criiHKaresne (3THIAICTAT/TeKCaH) ¢ Moy-
YCHHUEM YKa3aHHOTO B 3aTOJIOBKE COeIUHCHHS (45,5 MT).

'H SIMP (300 MI't, JIMCO-de) & 1,28 (1H, mm, J=19,1, 8,5 I'n), 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).

Mpumep 309. N-((2S,3S)-2-((3"-Propoudenun-3-mm)merun)-1-((1-(TpudTopMeTHI)IUKI00Y THIT)KapOOo-
HUWT)THPPOJTUIUH-3 -FIT)METAHCYITb(OHAMHUT.

K cmecu ruapoxnopuma N-((2S,35)-2-((3'-propoudeHnn-3-min)MeTHI) TUpp O INH-3 -1 ) METAHCYTb(OHA -
muaa (51,0 mr), 1-(TpudTopMeTrn)uKI00yTaHKapOOHOBONW KUCIOTHI (26,7 mMr) u IM®A (1 M) nmpu KOMHAT-
Hoit Temnepatype nob6asisitor HATU (76 mr) u DIPEA (51,4 mr). CMmech niepeMemuBaioT B TeYeHUE HOYH TPH
KOMHaATHOU Temmieparype. K cmecu 100aBisitoT HaCKIIIEHHBIH BOJHBIA PaCTBOP THIPOKApOOHATA HATPUS U DKCT-
ParupyroT NOIY4eHHYIO CMech dTIianeraToM. OpraHndecKiid CJIoN OTIENAIOT, IPOMBIBAIOT BOJOW M HACKHIIICH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OC3BOIHBIM CyIb(aToOM MarHus U KOHICHTPUPYIOT MPU MOHMKCHHOM JIaBje-
HUHM. OCTaTOK OYHIAIOT C MOMOIIBIO0 KOJIOHOYHOW XpoMaTorpaduu Ha criiMkaresne (3THIAICTAT/TeKCaH) ¢ MoTy-
YCHHUEM 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
(1H, m), 2,68-2,83 (4H, m), 2,98 (1H, ax, J=13,8, 6,6 I'm), 3,32-3,41 (1H, m), 3,45-3,61 (1H, m), 3,86 (1H, &,
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, ¢).

IIpumep 310. N-((2S,35)-1-(Hukmodytmikapoonun)-2-((3',5'-mudropOud e HUIT-3 -1 )METHI ) TUPPOTH TN H-
3-un)merancybGoHaMuU I,

Cmech  N-((2S,3S)-2-(3-6pomOen3mn)- | -(IuKI00y THIKapOOHWIT ) T PPOJTU AN H-3 -HIT ) METAaHC Y Ib(OHAMHU 1A
(9,5 mr), (3,5-mudTopdheHmT)00poHOBOI KUCIOTH (28,2 Mr), 1M BomHOTO pacTBopa Tpukammiidocdara (0,358
M), XPhos Pd G3 (3,03 mr) u TT'® (2 mi) nepemermmBaroT B atMochepe azora npu 70°C B Teuenue 1 4. K cme-
CH J00aBISAIOT HACKHIIEHHBIN BOXHBIA PacTBOp THApoKapOOHATa HATPHS M IKCTPArupyIOT MOITYYEHHYIO CMECh
sTinarneratoM. OpraHudecKuid CIIOW OTHEINSIOT, MPOMBIBAIOT HACHIIICHHBIM PACTBOPOM COJH, CyIIAT HaJ 0e3-
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BOJIHBIM CYTb(aTOM MarHus W KOHIICHTPUPYIOT MPHU MOHIKEHHOM JaBicHHU. OCTAaTOK OYHIIAIOT C TOMOIIBIO
KOJIOHOYHOM xpomarorpaduu Ha cuimmkarene (NH, stunanerat/rekcan). [onmydeHHOE TBEpIOE BEIIECCTBO KPH-
CTALTU3YIOT U3 CMECH ITHIIAIIETAT/TEKCaH C MOJYICHHEM YKa3aHHOTO B 3ar0JIOBKe coeanHeHus (32,7 mr).

'H SIMP (300 MT', IMCO-de) & 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).

Ipumep 311. N-((25,3S)-1-(IuknoOytumkapoorwmt)-2-((3'-Me THIOM P SHIII-3 -HIT)METHIT ) TUPP OJTH TN H-3 -
WI)METaHCYTb(HOHAMUI.

Cmech  N-((2S,3S)-2-(3-6pomOen3mN)- | -(IuKI00y THIKap OO HWIT ) T PPOJTU AN H-3 -FIT ) METAaHCYIb(OHAMHU 1A
(51,4 wmr), (3-metmndenmn)dbopoHoBoi kucioThl (25,2 mr), 1M BogHOro pactBopa Tpukamuiidocdara (0,371
M), XPhos Pd G3 (3,14 mr) u TT'® (2 mi) nepemermmBaroT B atMochepe azora nmpu 70°C B Teuenue 1 4. K cme-
CHU J00AaBISIOT HACHIICHHBIN BOMHBIA PacTBOpP THIPOKapOOHATa HATPHS M IKCTPArUPYIOT MOIYYCHHYIO CMECh
stinarneratoM. OpraHudecKuii CIIOW OTHEINSIOT, MPOMBIBAIOT HACHIIICHHBIM PACTBOPOM COJH, CyIIAT HaJ 0e3-
BOJIHBIM CyIb()aTOM MarHus W KOHIICHTPUPYIOT MPHU MOHIKEHHOM JaBicHHU. OCTAaTOK OYHIIAIOT C TOMOIIBIO
KOJIOHOYHOM Xpomatorpaduu Ha cuiukarene (NH, sTunmanerar/rekcaH) ¢ MOTy4eHHEM YKa3aHHOTO B 3arOJIOBKE
coemuHeHUs (52,0 Mr).

'H SIMP (300 MI't, IMCO-dg) 8 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), 4,01-4,45 (1H, m), 7,09-7,69 (9H, m).

Ipumep 312. N-((2S,3S)-1-(I{uknoOytunkapoouw)-2-((3'-hTopOordeHwI-3 -1 )METHI ) TUPP OTHTUH-3 -
1)- 1 -MEeTOKCUMETaHCYITb(POHAMHUT.

A) tpeT-byTnin-(2S,35)-2-(3-6pomben3mi)-3-(((OpoMMETHIT ) CyTh(OHIIT ) aMHHO ) TUPPOTAANH- | -Kap-
Ookcuar.

K cmecu Tper-0yTmin-(2S,3S)-3-amun0-2-(3-0pomben3mn) nupponuanH- 1 -kapookcmiara (900 mr) u TT'® (3
i) ipu 0°C nobGasmsitor DIPEA (1,33 mut) u 6pommerancyabhormmxiopun (0,392 mi). Cmech epeMenmBaoT
B TeueHue 30 MUH, K cMecH T0OABJISAIOT HACHIIICHHBIA BOJHBIA PACTBOP THIPOKapOOHATA HATPHUS U SKCTPATHPY-
FOT MOJIYUYCHHYIO CMECh ATHaneTaToM. OpraHimdecKuil ClIof OTHEISIOT, CYIIaT Haj OC3BOIHBIM CyIb(paToM Ha-
TpHS U KOHIICHTPUPYIOT MPU MOHIKCHHOM JIaBJICHUU C ITOJIYYCHUEM YKa3aHHOTO B 3aroyioBKe coeauuenus (1,35
r).

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

B)  tper-bytun-(28S,3S)-2-(3-6poMOenH3mI)-3- { ((METOKCUMETHI ) CYIb(OHMI ) aMIHO ) TUPPOITUANH- | -Kap-
Ookcmar

Cmech  Tpet-0yTni-(2S,3S)-2-(3-6pomben3mi)-3-(((OpoMMeETIIT)CYab(OHIIT)aMHUHO ) TUPPOJIAANH- | -Kap-
6okcunarta (1,20 1), kapoonata cepedpa(l) (3,23 r) mw MeOH (3 M) HarpeBarOT B repMETH3UPOBAHHON MpoOUpKe
nmo 100°C. Cmech mepeMemmrBaioT B TeueHHe 3 9 U QWIBTPYIOT, AOOABIISIFOT HACHIIIEHHBIH BOJAHBIH PacTBOP
runpokapOOHaTa HATPHUSA M SKCTPArUPYIOT MOTYYCHHYIO CMECh ATHianeTaTtoM. OpraHmdecKuil CJI0H OTAEISIOT,
cymar Haj 0e3BOJHBIM CYIb()aTOM HATPHS M KOHICHTPUPYIOT MPH MOHKEHHOM JaBiicHUH. OCTaTOK OYHUIIAIOT
C TOMOIIBI0 KOJIOHOYHOW Xpomarorpaduu Ha CHJIMKArele (STHIAIECTAT/TeKCaH) C MONyYCHHEM YKa3aHHOTO B
3arojioBke coenuHenus (640 mr).

MC: [M-H]" 460,9.

C)  tper-byrun-(2S,3S)-2-((3"-dpTopoudennin-3-mm)meruin)-3-(((METOKCUMETII)CYIIL(OHUIT)aAMUHO ) [THP-
pomuauH-1-KkapOOKCHIIAT.

Cmech TpeT-0yTHi-(2S,3S)-2-(3-6poMbeH31MIT)-3 -(((METOKCUMETHIT ) CYTH (D OHIIT )aMUHO ) TUPP O H- | -
kapOokcunata (342 wmr), (3-propdenmn)doponoBoii kucioTsl (155 mr), XPhos Pd G3 (125 mr), 1M BoaHOTO
pactBopa Tpukammidocdara (1 mu) u TT'D (1 M) mepememmaroT pu 60°C B Teuenue 1 4. K cmecu mo6asisi-
FOT HACBHIIICHHBI BOIHBIA PacTBOpP THAPOKapOOHATa HATPHUSA W HKCTPATHPYIOT MOIYUYCHHYIO CMECh ATHJIaleTa-
ToM. OpraHudecKuii CIoi OTHAENAIOT, CyIIaT Hax OE3BOIHBIM CyIb(aTOM HATPHUS M KOHIICHTPHUPYIOT IIPH ITOHH-
JKCHHOM JaBiicHUH. OCTAaTOK OYHIAIOT C TOMOIIBI0 KOJOHOYHOW XpoMaTorpaduyl Ha CHIMKarene (ITuiare-
TaT/TeKcaH) C MOJyYEHHEM YKa3aHHOTO B 3ar0JIOBKe coenHeHus (286 mr).

BMC: [M-H]" 477.0.

D) N-((28,35)-1-(LuxmoOyTrnkapoouni)-2-((3'-propoudenun-3-mr)MeTin) nupponuanH-3-mn)- 1 -me-
TOKCHMETAHCYJIb()OHAMUI.

K  tper-0ytnn-(2S,3S)-2-(3'-propoudenwn-3-mn)mernin)-3-(((METOKCHMETHIT)CYTb()OHIIT)aMAHO ) THPPO-
TUarH- 1 -KapOokcmiaTy 100aBisioT (58 Mr) 4M pacTBOp CONSHOW KUCIOTHI B dTHiarieTare (1 M) 1 mepeMern-
BaIOT TOJYUYEHHYIO CMeCh B TeueHue | 4. PeakimmoHHBINH pacTBOp KOHIIEHTPUPYIOT U K cMecH octatka u TT'D (1
MJI) TIpu KoMHaTHOW Temmepartype mobasistor TEA (0,084 mu) m muknoOyrankapoonwmnxiopun (17,2 mr).
CMmech mepemMemmBaOT B TedeHrne 30 MHH, 3aTeM K CMECH JTOOABIISIOT HACHIIICHHBIN BOJIHBIA PACTBOP THIPO-
KapOOHaTa HATPHUS U HKCTPATHPYIOT MOTYyUCHHYIO CMECh 3THianeTaTtoM. OpraHuuecKuil Coil OTAETAIOT, CyIIaT
HaJ 0E3BOIHBIM CyIh(PATOM HATPHUSA M KOHIICHTPHUPYIOT MPH MOHIKEHHOM HaBieHHH. OCTaTOK OYHINAIOT C TO-
MOIIBI0 KOJIOHOYHOW XpoMaTorpaduu Ha CHUIIMKarelse (dTHiAleTaT/TeKcaH) ¢ MOJIYYCHHEM YKa3aHHOTO B 3aro-
JIOBKE coeUHEHus (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).
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Mpumep 313. N-((28,3S)-1-(Azernaun-1-unkapoonun)-2-((3'-propordeHnt-3 -1)MeTHIT ) TUPPOIU JHH-3 -
WII)METaHCYIb()OHAMHUL.

K cmecu rtumpoxmopuma N-((2S,3S)-2-((3'-¢bropOudeHnn-3-1i1)MeTHI ) TUPPOTUANH-3 -1 )METAHC Y JTh-
dbonamuna (50,2 mr) u TT'® (2 M) mpu 0°C mobasmnstor 6uc(Tpuxiaopmetn)kapoonart (31,0 mr) u DIPEA (33,7
Mmr). Cmech niepememuBaioT pu 0°C B Teduenre 10 MUH U peaKIIMOHHBIA pacTBOP KOHIEHTPHPYIOT. K mosryden-
HOMY ocTatKy no6asistor TT'® (2 mi) u azetuaun (22,3 mr). CMech epeMeNIMBaIOT IPY KOMHATHON TeMIiepa-
Type B TedeHne 2 4. K cMecu g00aBIsSIOT HACHIIEHHBIH BOAHBIA pacTBOp THAPOKapOOHATA HATPUS U SKCTPArH-
PYIOT TIOIYY4E€HHYIO CMeCh ATHianeTaToM. OpraHudecKuid CI0i OTIEINSIOT, IPOMBIBAIOT BOJOW M HACHIIIIEHHBIM
pacTBOpPOM COJH, CyIIaT Hajx O0e3BOJIHBIM CyIb(aToM MarHus ¥ KOHIECHTPUPYIOT NPH MOHWKEHHOM JaBJICHHH.
OcTaToK OYMIIAIOT C MOMOIIBIO KOJIOHOYHOW XxpoMaTorpadun Ha cuimkarene (NH, stnnanerar/rexcan). [lomy-
YEeHHOE TBEPJIOE BEIECTBO KPUCTAILIM3YIOT U3 CMECH ITUJIAIIETAT/TEKCaH C ITOJydCHUEM YKa3aHHOTO B 3ar0JIOB-
Ke coequHeHus (44,7 mr).

'H SIMP (300 MT', 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, &, J=7,6 '),
4,28 (1H, n, J=6,7 I'n), 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).

IMpumep 314. N-((2S,3S)-2-((3'-Dropoudenmn-3-um)mernn)- 1 -((1-MEeTOKCUITKIOO0Y THI )Kap OOHIIT ) TIHP-
PONUINH-3-HJT)METAHCYIb(OHAMHUT.

K cmecu rtumpoxmopuma  N-((2S,3S)-2-((3'-¢bropOudeHnIT-3-1i1)MeTHI ) TUPPOITUAUH-3 -1 )METAHC Y JTh-
dhonamumaa (50 mr), 1-MeTOKCUITMKIOO0yTaHKapOOHOBOU KUCIOTHI (20,3 Mr), TEA (65,7 mr) u IM®A (2 M) npu
KoMHaTHOU Temneparype no6asisitor HATU (59,3 Mr) u nmepemMemmrBaroT MOJIyIeHHYI0 CMECh TIPU KOMHATHON
temrieparype B tedenue 30 muH. K cMecu 100aBIsSIOT HACKHIIIEHHBIM BOJAHBIN pacTBOp ruApokapOoHaTa HATPHUS
U TIOJYYEHHYIO CMECh IKCTPAarHpyIOT TmiianieraroM. OpraHuuecKHi cioi OTAENIAIOT, IPOMBIBAIOT HACHIIIECH-
HBIM PacTBOPOM COJIM, CyIIAT Haj O€3BOJHBIM CyJIb(AaTOM MarHus M KOHIEHTPHUPYIOT TPH MOHMKEHHOM JIaBJie-
HUH. OCTaTOK OYMIIAIOT C MOMOIIBI0 KOJOHOYHON XpoMmarorpaduu Ha CHIIMKaresie (3THIaleTaT/TeKcaHn) U KpHu-
CTAUTM3YIOT U3 dTUJIALIETaTa, JUU3OMPONMIOBOTO 3(hupa 1 rekcaHa ¢ IMoJydeHHEM YKa3aHHOTO B 3ar0JIOBKE CO-
eanHenus (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, ¢), 3,19-3,30 (1H, m), 3,52-3,66 (2H, m), 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).

IMpumep 315. N-(mmc-1-(I{uxknoO6ytunkapbormn)-2-((2-(3,5-mudTopdenmn)-1,3-Tnazon-4-wmi)MeTHI ) TTHP-
POTUANH-3-HJ1)3TaHCYTb(HOHAMUI.

A) tper-byrun-ninc-2-((2-6pom-1,3-Trazon-4-wn)Metn)-3-((3TUIACYTHGOHII ) aMIHO )TUPPOJIAANH- | -Kap-
Ookcumar.

K cmecu Tpet-OyTuin-ninc-3-amuuo-2-((2-6pom-1,3-Trazon-4-uin)MeTHI) TUpPOTUIuH- | -kapOookcunaTa (500
mr), TEA (209 mr) u TT'® (5 mu1) npu KOMHaTHOH TeMneparype 100aBisoT dTaHcyinbhonmixaopun (213 mr).
CmMmech nepeMelnBaoT Npyd KOMHATHOM TeMIiepaType B TeueHHe | 4 W 3aTeM pa30aBisiioT sTuianeratoM. He-
pacTBOPHMOE BEIIECTBO YAAISIOT GUIbTpaLeld U GUIbTPAaT KOHLUEHTPUPYIOT IIPU HOHMKEHHOM aaBieHuH. Oc-
TaTOK OYHIIAIOT C IIOMOIIBIO KOJIOHOYHOW XpoMaTtorpaduu Ha cuIMKarese (3THIaleTaT/TeKcaH) ¢ HOoIydYeHUEM
YKa3aHHOT'O B 3arojioBke coequHeHus (610 mr).

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

B) Tper-byrun-muc-2-((2-(3,5-mudropdennn)-1,3-trazon-4-mwn)metin)-3-((3THICYIHPOHNI ) AMHHO )TTHP-
ponuanH- 1 -KapOOKCHIIAT.

Cmech  TpeT-OyTri-miuc-2-((2-6pom-1,3-trazon-4-mi)Me T )-3-((3THICYIb(HOHUIT)aMUHO )TUPP OJTH TN H- | -
kapOokcmiata (610 mr), (3,5-mudropdennn)doponoroii kucioTsl (318 mr), (A-taPhos),PdCl, (90 mr), kapbona-
ta kayms (371 mr), DME (4,8 M) u Boasl (1,6 M) mepememmBaroT B atMmocdepe azora npu 90°C B Teuenue 30
MuH. CMECh OYHIIAIOT C TOMOIIBI0 KOJIOHOYHOH XpomaTorpaduu Ha cuimkarene (NH, sTmnanerar/rekcan) ¢
MOJIY4YEeHHUEM YKa3aHHOTO B 3aT0JIOBKE coeuHeHus (595 mr).

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

C) Hurnapoxnopun N-(muc-2-((2-(3,5-mudropdennn)-1,3-Tnazon-4-mi)MeTHI ) TUPPOTUIUNH-3 -1 ) I TaH-
cynb(hoHaAMHIA.

K cmecn  tper-Oyrun-muc-2-((2-(3,5-mudroppennn)-1,3-rruazon-4-mi)merni)-3-((3THICYIb()OHIIT)aMHU-
HO)UppouauH- 1 -kapbokcwmnaTa (595 mr) 1 MeOH (2 M) mpu KOMHATHOM TeMmmepaType no0aBisitot 4M pacTBop
COJITHOM KUCJIOTHI B IIUKJIOTIEHTHIMETHIIOBOM 3dupe (8 Mi). CMech mepeMermBaroT Mpu KOMHATHOM TeMIIepaType
B TeueHre 30 MHH M 3aTe€M KOHIIEHTPHUPYIOT C MOJyYeHHUEM YKa3aHHOTO B 3arojioBKe coeauHeHus (560 mr).

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

D) N-(muc-1-(IIuxmooytunkapoonmn)-2-((2-(3,5-nudropdennn)- 1,3-tnazon-4-um)MeTH ) TAPPOTUINH-3 -
WJT)3TaHCYTb()OHAMUI.

K cmecn murmppoxmopuma  N-(1ue-2-((2-(3,5-nudropdennn)-1,3-tuazomn-4-mm)MeTHI ) TUPPOIU IHH-3 -
min)atancyiabdonamuna (100 mr), TEA (110 mr) u TI'® (2 M) mpu KOMHATHO# TeMIiepaType JOOaBJIAIOT UK~
no6yrankapoormnxiopun (38,6 mr). CMmech nepeMennBaloT NpU KOMHATHOM TeMIIepaType B TeueHue 1 4 u 3a-
TeM pa30aBIAIOT PEaKIMOHHYI0 CMECh STHianeTatoM. HepacTBopuMoe BemIeCTBO yIaisioT (uibTpanmedl u
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(UIBTPaT KOHICHTPUPYIOT MPH MOHWKCHHOM JaBlieHHH. OCTaTOK OYHMINAIOT C MOMOIIBED KOJIOHOYHOHM Xpoma-
Torpaduu Ha CHUIMKareie (3TUIANETAT/TeKCaH) ¢ MOJYyYCHUEM YKa3aHHOTO B 3ar0JIOBKE coeuHeHus (73 Mmr).

'H SIMP (300 MTI'n, IMCO-d¢) & 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 (SH, m).

IIpumep 316. N-(umc-2-((2-(3,5-Audropdenwn)-1,3-tnazon-4-um)mernn)- 1 -(( 1 -MeTHIIHKIOOy THIT)KapOO-
HUWT)TUPPOJIUIUH-3 -1 )3 TaHCYIb(DOHAMUI.

K cmecn murmmpoxmopuma  N-(1muc-2-((2-(3,5-mudropdennn)-1,3-TrHazon-4-1uia)MeTHIT ) TAPPOTHTAH-3 -
nn)stancynbporamuna (100 mr), 1-MmeTnmukIo0yTaHkapooHoBoi KUCIOTH (29,8 mr), TEA (110 Mr) u IM®DA
(2 M) pu komMHATHOH Temmeparype mpobaBissror HATU (99 Mr) u nmepemMemunBaioT MOJYyYEeHHYIO CMECh TPH
KOMHATHOU TemriepaType B TeueHure 30 muH. K cMecn 100aBISIOT HACKHIIIEHHBI BOIHBIN PacTBOP THAPOKAPOO-
HATa HATPHUS M IKCTPATUPYIOT MOIYYCHHYIO CMECh ATHiIaneTaToM. OpraHn4ecKuid CIION OTACNSIOT, POMBIBAIOT
HACHIIIICHHBIM PACTBOPOM COJIM, CYIIAT HaJ OC3BOJHBIM CYJIb()AaTOM MarHus W KOHIICHTPUPYIOT MPH MOHUXKCH-
HOM pgaBicHuM. OCTaTOK OYMINAOT C TOMOIIBI0 KOJIOHOYHOH XpomarorpadMu Ha CHJIMKAreie (dTHiare-
TaT/TeKCaH) U KPUCTAIUTH3YIOT U3 3THIIAICTAaTa, TUU3OMPOMIIOBOTO 3Hpa U TeKCaHa C MOTyYCHHEM YKa3aHHOTO
B 3aTOJIOBKE coeIMHEHUS (68 MT).

'H SIMP (300 MTI'ti, 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).

[Tpumep 317. N-(mmc-2-((2-(3,5-Andropdennn)-1,3-tuazon-4-mm)mernn)- 1 -((1-ruapokcuukIoOy-
THJ)Kap OOHHI ) TUPPOITUIHH-3 -1 )3 TaHCYTb(HOHAMHUI.

K cmecn murmmpoxmopuma  N-(1muc-2-((2-(3,5-mudropdennn)-1,3-TrHazon-4-1ua)MeTHI ) TAPPOTHIAH-3 -
mn)stancynbporamuna (100 mr), 1-ruppokcunmrinodyrankapooHoBoi kuciotsl (30,3 mr), TEA (110 mr) u
JAM®A (2 M) ipu KOMHaTHO# TemmepaType nobasisioTr HATU (99 mr) u nepeMemunBaroT MoIyIeHHYIO0 CMeCh
npy KOMHATHOHM TeMmmepatype B TeueHue 30 muH. K cMecn m0o0OaBISAIOT HACKHICHHBIH BOJHBIN PacTBOpP THAPO-
KapOOHAaTa HATPHS M SKCTPATHPYIOT MONYYCHHYIO CMECh dTHianeratoM. OpraHMYecKuii CIoiH OTICISAIOT, TPO-
MBIBAIOT HACBHIIICHHBIM PACTBOPOM COJIH, CYIIAT HaJ OC3BOMHBIM CYNIH(ATOM MAarHds M KOHICHTPUPYIOT TPHU
MOHMKEHHOM JaBiieHHH. OCTaTOK OYHUIAIOT C MOMOIIBID KOJOHOYHOW XpoMaTtorpadu Ha CHIIMKarene (3THII-
areTaT/TeKcaH) U KPUCTAUTU3YIOT U3 STUIIAICTATa, TUU3OMPOITIUIOBOTO d(Hpa U TeKCaHa ¢ MOJMyICHUEM yKa3aH-
HOTO B 3aroJIoBKe coenHeHus (56 mr).

'H SIMP (300 MI'u, IMCO-dg) & 1,16 (3H, T, J=7,4 T'n), 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).

Ipumep 318. N-(umc-1-(burukio[1.1.1]ment-1-mnkapoonnn)-2-((2-(3,5-mudropdhennn)-1,3-tmazon-4-
WJT)METHI) TAPPOJTAINH-3 WIT)3TaHCYTb(QOHAMU].

K cmecu murmmpoxmopuma  N-(1muc-2-((2-(3,5-mudropdennn)-1,3-TrHazon-4-1uia)MeTHIT ) TAPPOTHTAH-3 -
nn)stancynbporamuna (100 mr), ounukio[1.1.1]mentan-1-kapboHoBo# kuciotel (29,2 mr), TEA (110 Mr) u
JAM®A (2 mu) npu koMHaTHOW TemmepaTtype no6asimsiror HATU (99 Mr) u nepeMennBaioT NOIyYHHYIO CMECh
npy KOMHATHOHM TeMmmepatype B TeueHue 30 muH. K cMecn M0o0OaBNIAIOT HACKHIICHHBIN BOJHBIN PacTBOpP THAPO-
KapOOHAaTa HATPHs M 3KCTPATUPYIOT MONYUYCHHYIO CMECh 3THianeTatoM. OpraHHYeCKUil CIIOW OTHENSIOT, Mpo-
MBIBAIOT HACBHIIICHHBIM PACTBOPOM COJH, CYIIAT HaJ OC3BOMHBIM CYIb(aTOM MArHus W KOHICHTPHPYIOT MPH II0-
HIDKCHHOM JaBiiecHHH. OCTAaTOK OYHMINAIOT C IMOMOIIBI0 KOJIOHOYHOHM Xpomarorpapuu Ha CHJIMKAareie (dTHialre-
TaT/TeKCaH) ¥ KPUCTALIM3YIOT U3 STHJIALleTaTa, JUA3OMPOIIIIOBOTO 3(hrpa 1 reKcaHa ¢ MOIydeHHEM yKa3aHHOTO B
3aroJioBke coequHeHus (41 mr). 'H SIMP (300 MI'w, JIMCO-d¢) & 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 (5H, m).

Ipumep 319. N-(muc-1-(HukmobyTunkapoonnn)-2-((2-henn-1,3-Tua3or-4-1uia)Me THI ) ITAPPOTHIAH-3 -
WI)METaHCyTb(HOHAMUI.

A)  Tper-bytmin-muc-3-((MeTmicynbGoHmT)aMuHO)-2-((2-pennn-1,3-tnazon-4-um)MeTHI ) TUPPOTUIUH- | -
KapOOKCHIIaT.

K cMmecu tper-Oyrmi-muc-3-amuHO-2-((2-perm- 1,3-Tra3on-4-mi)MeTHI ) TUpPpOTUANH- | -kKapOoKCcHIIaTa
(45,3 mr), TEA (25,5 mr) u TT® (1 mun) npu 0°C noGasinsitoT MeTancyab(poHOBBIH aHrHapun (28,5 Mr) u 3atem
PCaKIMOHHBIN PacTBOP KOHICHTPHPYIOT MPU MOHWKCHHOM JaBiIcHUU. OCTATOK OYHMINAIOT C MOMOIIBIO KOJO-
HOYHOHM XpoMaTorpaduu Ha CHIMKarese (3TWIANeTaT/TeKCaH) ¢ MOJMYyYCHUEM YKa3aHHOTO B 3ar0JIOBKE COCTUHE-
Hus (44,3 mr).

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

B) N-(1uc- 1 -(HuknooyTrmikapoonnn )-2-((2-henni-1,3-Tuazon-4-uia)Me T ) TUPPOTH AN H-3 -1 )METaH-
cynmbhoHaAMUI.

Cmech TpeT-OyTmiI-1inc-3 -((MeTHICYIb(GOHMI )aMHHO )-2-((2-herm- 1,3 -Tra3om-4 -1 ) METHIT ) TUPPOITH THH-
1-kap6okcunata (44,3 mr), 4M pacTBOpa COJSHOW KHCIOTHI B IUKJIOTMEHTHIMETHIOBOM 3dupe (0,506 Mm) u
MeOH (0,25 M) mepeMemmBarOT MpH KOMHATHOH TeMmIieparype B TedeHne 30 MUH W 3aTeM KOHIICHTPUPYIOT
pu ToHWKeHHOM naBieHuH. Octatok cycneHaupyioT B TT'® (0,8 M) m x cmecu npu 0°C gobasisior TEA
(51,2 mr) u muknooyrankapoonmixiaopun (18,0 mr). CMech mepeMEIInBaIOT P KOMHATHON TeMIepaType B
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TeueHne | 49, K cMecH J100aBIISIOT HACHIIIEHHBIH PacTBOP COJM M KOHIEHTPUPYIOT MOJTYYEHHYIO CMECh IPH IO-
HIDKEHHOM jaBiieHNH. OCTaToK OYMINAIOT C ITOMOIIbI0 KOJIOHOYHOHM Xpomartorpaduu Ha cuiMkareie (Mera-
HOJI/THJIALIETAT) C TIOMyYEeHHUEM YKa3aHHOTO B 3aroJioBke coenuHeHus (32,9 mr).

'H SIMP (400 MI'u, 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, ™), 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, x, J=9,5 I'my).

IIpumep 320. N-((2S,3S)-1-(IluxnoO0ytunkapoonmn)-2-((2-(3-pTopdenwn)-1,3-Trazon-4-mi)MeTHI ) TUPPO-
JUIWH-3 -1 )MeTaHCyIb(oHaMU I,

Pamemar (123 wmr) N-(uwmc-1-(mukno0ytunkapoormn)-2-((2-(3-pTopdennn)-1,3-trazon-4-mn)MeTHIT)TUp-
poimanH-3-uin)MeTancyIbpoHaMuaa pas3aensoT ¢ nomombio BOXKX (komonka: CHIRALPAK OD (IK001), 50
MM IDx500 mm L, mpousBoacta Daicel Chemical Industries, mogsmxHast aza: rekcad 3taHoia=600/400) c mo-
JTy49eHHEM INPOAYKTA, COCTABIIAIONIEro (paKiMio C MEHBIINM BpeMEHeM yzaepkuBaHus. [loaydeHHBIH TpoayKT
pacTHparoT B CMECH AUITUIIOBBIHM A(Hp/TeKCaH ¢ TOIyYeHNEM yKa3aHHOTO B 3ar0JIOBKE CoeTMHEHM (43,2 Mr).

'H SIMP (300 MI', CDCly) & 1,35-1,50 (1H, wm), 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).

IMpumep 321. N-((2S,3S)-1-(Inknobytnnkapoonun)-2-((2-penun-1,3-truazon-4-uia)MeTHI) TUPPOIUIUH-3 -
WJT) IMKJIOTIPONaHC Y Ib(hOHAMHU .

Pamemar (234 mr) N-(uwmc-1-(mukno0ytrnkapooumn)-2-((2-henmn-1,3-tua305-4 -1kl )METHI ) TAPPOTHIUH-
3-un)uEKIIonponaHcyiabhoHamMuaa pasneisiioT ¢ nomompbio BOXKXX (komonka: CHIRALPAK AS (CC001), 50
MM [Dx500 mm L, mpoussoncta Daicel Chemical Industries, moaBmxkHas ¢asa: rekcan/stanon=700/300) ¢ mo-
Jy9eHHUEM COEIUHEHMS, COCTABIIIONIETO (Ppakiiuio ¢ 6ojee JINTEIFHBIM BpeMeHeM yaepkuBanus. [lomydennoe
COEIMHEHHUE PAaCTUPAIOT B CMECH IUATHIIOBBIA A(HP/TEKCaH C MOydeHHEM 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).

Mpumep 322. N-(umc-2-((2-(3,5-Audropdenun)-1,3-tuazon-4-nm)merun)-1-((1-MeTHukIo0yTHI ) KapOOo-
HWJI)[TUPPOJTU I H-3 -HJT)METaHCYIIb(POHAMU.

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

CmMmech Tper-OyTni-uc-2-((2-6pom-1,3-tuazon-4-mn)metnin)-3-((MeTHICYy b OHIIT)aMHHO ) TUPPOIUANH- | -
kapOoxkcmiara (430 mr), (3,5-mudTopdennn)oopornoBoit kucioTs (231 mr), (A-taPhos),PdCl, (32,8 mr), kap0o-
Hata kamus (270 mr), DME (4 M) u Bons! (1 M) mepememuBaroT B atmocdepe azota npu 80°C B Teuenne 30
MUH. PeaknnoHHBIA pacTBOp KOHLEHTPUPYIOT IPH MOHIKCHHOM JABJICHHH M OCTATOK OYHINAIOT C MOMOIIBIO
KOJIOHOYHOM XpoMaTorpaduu Ha CHIIMKareie (dTHIALETAT/TeKCaH) ¢ TIOTyYeHHEM YKa3aHHOTO B 3aroJIOBKE CO-
equaenus (379 mr).

MC: [M+H]" 474,1.

B) Jurunpoxiopun N-(mc-2-((2-(3,5-mudropdennn)-1,3-Tuazor-4-uim)MeTHI ) ITAPPOTUIAH-3 -
WI)METaHCYIb()OHAMHA.

Cmech TpeT-OyTHi-1uc-2-((2-(3,5-mdropdenun)-1,3-rnazon-4-um)meTrin)-3-((METHICYIBPOHIIT ) aMH-
HO)UpponuanH-1-kapookcunara (379 mr), 4M pacTBopa COJSHONH KHUCIOTHI B IPOCTOM LMKJIOIEHTHIMETHIIO-
BoM 3¢upe (4 M) 1 MeOH (2 mu) nepeMeInBaroT Ipu KOMHATHOHM TeMIlepaTrype B TeueHHe 1 4 u 3aTeM KOH-
LEHTPUPYIOT IIPH NOHIKECHHOM JIaBJICHHUH € TIOJIy4YeHHUEM yKa3aHHOTO B 3arojioBke coenuHeHus (420 mr).

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

C)  N-(umc-2-((2-(3,5-Audropdhennn)-1,3-trnazon-4-mwn)metn)- 1 -((1-MeTHIIUKI00 y THIT ) KapOOHILIT ) TP -
PONUINH-3-HJT)METAHCYIb(OHAMHUT.

K cmecn murmmpoxmopuma  N-(tmuc-2-((2-(3,5-mudropdennn)-1,3-TrHazon-4-1uin)MeTHIT ) TAPPOTHTAH-3 -
nn)MerancyisporHamuaa (80 mr) u JIMDA (1 mur) mpu KoMHaTHOM Temmieparype nobasmusior TEA (0,106 mi), 1-
METHIIIHKIIOOyTaHKapOoHOBYIO KucioTy (20,9 mr) m HATU (69,5 mr). CMech epeMenuBaioT B TeueHue 1 9, K
CMecH J00aBJISIOT HACHILCHHBI BOAHBIH pPacTBOp THAPOKapOOHATa HATPUS M IKCTPArHPYIOT MOIYyYCHHYIO
cMech dTrinaneraToM. OpraHn4eckuil Cloi OTAEISIIOT, POMBIBAIOT HACKHIIIEHHBIM PAaCTBOPOM COJIM, CyIIaT HaJ
0€3BO/IHBIM CyJIb()aTOM HATPHSI M KOHIEHTPUPYIOT IPY TIOHWKEHHOM JaBieHUH. OCTaTOK OYHUINAIOT C TOMOLIBIO
KOJIOHOYHOW Xpomartorpaduu Ha cuimkarene (3TWIANEeTaT/TeKcaH) ¢ MOJIyYeHHEM YKa3aHHOTO B 3ar0JIOBKE CO-
enuneHus (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, nn, J=14,7, 6,4 I'n), 4,01-4,24 (1H, m), 4,51 (1H, T, J=6,6 I'm), 6,76-
7,00 (1H, m), 7,08 (1H, ¢), 7,38-7,63 (2H, m), 8,21 (1H, x, J=8,7 T'm).

[Tpumep 323. N-(mmc-2-((2-(3,5-Andropdennn)-1,3-tuazon-4-mm)mernn)- 1 -((1-ruapokcuukIoOy-
THI)Kap OOHMI ) TUPPOTUANH-3 -UT)METAHCYTIb(HOHAMUI.

K cmecn murmmpoxmopuma N-(1muc-2-((2-(3,5-mudropdennn)-1,3-TrHazon-4-1uia)MeTHI ) TAPPOTHIAH-3 -
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wn)Mmetancynbhonamuaa (80 mr) u JIM®PA (1 mi) npu komHaTHO# TemniepaType nodasistor TEA (0,106 mi), 1-
THIPOKCHIMKIO0YTaHKapOoHOBYI0 KucaoTy (21,2 mr) m HATU (69,5 mr). CMmech nepeMeInBaroT B TedeHue 1 4,
3aTeM K CMeCH A00aBIISIOT HACBIIICHHBIM BOAHBIN PAcTBOP TMIPOKapOOHATa HATPUSI U SKCTPATHPYIOT TOJIydEH-
HYIO CMECh 3THiIaneraTroM. OpraHudecKuil IO OTAEIAIOT, TPOMBIBAIOT HACHIIICHHBIM PACTBOPOM COJIH, CYIIAT
HaJl 0€3BOJHBIM CyNIb()AaTOM HATPUS U KOHIEHTPUPYIOT NPH MOHWKEHHOM AaBieHUH. OCTaTOK OYHIIAIOT C TO-
MOIIIBIO KOJIOHOYHOW XpomaTorpaduu Ha cUIMKarese (3TUAIeTaT/TekcaH) ¢ TOTydeHHEeM yKa3aHHOTO B 3aro-
JIOBKe coequHeHus (65 MT).

'H SIMP (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, c¢), 3,19 (1H, n, 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 '), 6,79-6,95 (1H, m), 7,10 (1H, c), 7,41-7, 54 (2H, m), 8,02 (1H, r,
J=9,0 I').

pumep 324. N-((28,3S)-2-(budennn-3-unmerwin)- 1 -(MUKI00Y THIKApOOHWIT ) TUPPOIU IMH-3-11)- 1 -Me-
TOKCUMETaHCYIb(poHaMUI.

A) Tper-Bytun-(28,3S)-2-(6udenun-3-namerni)-3-(((METOKCUMETHIT)CYIIBL(OHIIT ) aMHHO ) TUPPOITHIMH- | -
KapOOKCHJIaT.

Cmech TpeT-0yTHi-(2S,3S)-2-(3-6poMbeH3mIT)-3-(((METOKCUMETHIT ) CYTH (D OHIIT )aMUHO ) TUPP O AN H- | -
kapOokcmiaTa (200 mr), ¢permnboporoBoit kuciotel (79 mr), XPhos Pd G3 (73,2 mr), 1M BogHoro pactBopa
tpukammiidocdara (1 mur) u TT'D (1 M) mepememmBarot pu 60°C B Teuenune 30 muH. K cMecu 100aBisoT Ha-
CHIIIIEHHBIA BOJHBIN PacTBOP TUAPOKapOOHATAa HATPHS U SKCTPATHPYIOT MOJNYyIEHHYIO CMeCh dTunameraroM. Op-
TaHUYECKUH CIION OTHEISIIOT, CyIIaT Haj O€3BOAHBIM CyIb(haToM HAaTPUsl U KOHIEHTPUPYIOT NMPH MOHMWKEHHOM
naBieHnr. OCTaTOK OYMIAIOT ¢ TIOMOIIBIO KOJIOHOYHOW XpoMaTorpaduu Ha CUIMKarelne (dTHIANETaT/TeKCcaH) ¢
MOJIY4YEeHUEM YKa3aHHOTO B 3aroJIoBKe coenuHeHus (188 mr).

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

B) N-((2S,3S)-2-(budennn-3-unmernin)- 1 -(MUKI00Y THIKapOOHNIT ) IUPPOIUIUH-3-11)- | -METOKCMETaH-
cynb(hOHAMHUII.

K  tper-0yTun-(2S,3S)-2-(6udenmn-3-nnmerni)-3-(((METOKCUMETHI)CYI(OHIIT ) aMHHO ) TUPPOITHIMH- | -
kapOokcuiary (70,2 Mr) mpyu KOMHAaTHOHM TemIeparype 100aBisitoT 4M pacTBOp COJISIHOM KHCIIOTHI B 9THIIAIETa-
te (1 mur). CMech TIepeMenmnBaroT B TeueHue 1,5 9 1 3aTeM KOHIEHTPUPYIOT NMPH MOHMWKEHHOM naBieHuu. K mo-
nmydyeHHOMY ocTaTky Ao6asisitoT TT'® (1 mi), TEA (0,106 M) u nukmodyTtankapOoHmxiopun (21,7 mr). Cmech
TIEPEMEIIUBAIOT TIPU KOMHATHOH TeMrieparype B Tedenue 1 4. K cMecn mo0aBIsIOT HACHIMEHHBIN BOHBIA pac-
TBOp TMAPOKapOOHaTa HATPHUSI U SKCTPATHPYIOT MOJTYYEHHYIO CMECh dTHianeratoM. OpraHudeckuil cioi otae-
JSTIOT, CymIaT Haj 0e3BOAHBIM Cynb(aToM HATPUsI M KOHIEHTPHPYIOT INPU MOHMKEHHOM JaBieHHH. OCTaTok
OYHIIAIOT C TTOMOIIBIO0 KOJOHOYHON Xpomatorpaduu Ha CUIMKarene (3THJIAIETaT/TeKCaH) ¢ MOJyIeHHEM yKa-
3aHHOTO B 3aroJIOBKe coeauHeHus (12,3 mr).

'H SIMP (300 MTI'u, CDCly) & 1,62-2,03 (4H, m), 2,15 (4H, nn, J=8,1, 4,7 T'w), 3,13 (2H, ¢), 3,27-3,38 (1H,
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).

MMpumep 328. N-((2S,35)-2-((3'-Propbudenmn-3-mi)merin)- 1 -(okceTaH-2-MIaKapOOHNUIT ) TUPPOIUIUH-3 -
WII)METaHCYIb()OHAMHUL.

K comecu rtumpoxmopuma  N-((28S,3S)-2-((3'-¢TopOudenu-3 -1a)MeTHI) TP POITHIHH-3 -1 )ME TAHC Y JTb-
tdonamuna (50 mr), okceraHn-2-kapOoHOBO# kuciots (15,9 mr), TEA (65,7 mr) u IM®A (1 mi1) npu KOMHATHOM
temneparype nobasisitor HATU (59,3 Mr) u mepeMemmmBaioT OAYISHHYIO CMeCh TPH KOMHATHON TeMIiepaTrype B
teuenne 30 muH. K cMecn 100aBISIOT HACBHIIIICHHBIH BOJHBIA PAcTBOP THAPOKApOOHATA HATPHS U SKCTPATHPYIOT
TMOJTy"IEHHYIO CMECh dTWianeTatoM. OpraHudIecKHi CION OTAENSAIOT, IPOMBIBAIOT HACBHIIIICHHBIM PACTBOPOM COJIH,
Cylat HaJ 0€3BOAHBIM CyIb()aTOM MarHus U KOHIEHTPUPYIOT MPH MOHIKEHHOM JaBieHHH. OCTaTOK OYHIAOT C
TIOMOIIBIO0 KOJIOHOYHOH XpomaTorpaguu Ha CHITMKarese (METaHOJ/ITHIIAETAaT) U KPUCTALIM3YIOT U3 dTHJIAIeTaTa,
JMU30TIPOIMIIOBOTO 3(hMpa M reKcaHa ¢ MOJTy4eHHEM YKa3aHHOTO B 3arojioBke coeuHeHus (40 mr).

'H IMP (300 M, IMCO-de) & 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).

Mpumep 333. N-(umc-1-(Azerunus-1-mnkapoouni)-2-((6-(3-propdeHnn) mpuanH-2-1I)MeTHI ) TUPPO-
JUTAH-3-11)METaHC YT OHAMUJI.

A) (6-(3-Dropdenmn)mmpuanH-2-1I)METaHoII.

Cwmech (6-Opommupunus-2-mn)meranona (10,0 1), (3-propdenmn)dopoHoBoii kxuciotsl (12,0 1), (A-
taPhos),PdCl, (2,10 r), 2M Bognoro pactBopa kap6onara zHatpus (100 mi) 1 DME (300 M) mepememBaroT B
atMocdepe azora ipu 70°C B TeueHnue S5 4. PeakIMOHHYIO CMeCh BBUIMBAIOT B BOJY U OKCTParHPYyIOT MOJTYYCH-
HYIO cMech dTHianeraToM. OpraHn4ecKuil cIoi OTAENAIOT, IPOMBIBAIOT BOAOM M HACHIIIEHHBIM PACTBOPOM CO-
1M, cymat Hajx 0e3BOIHBIM Cynb(aTOM MarHus W KOHIEHTPUPYIOT NIPU MOHMKEHHOM AaBieHHH. OCTaTOK O4H-
MIA0T C TTIOMONIBIO KOJIOHOYHOH XpoMmaTorpadun Ha cHiMKareie (3THIANETAT/TeKCaH) ¢ MOJyIeHHEeM YKa3aHHO-
ro B 3aroyioBke coenuuenus (10,8 T).

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

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

K cmecu (6-(3-¢pTopdennn)mupunun-2-un)meranona (10,8 r) u TT'® (300) nmpu 0°C modasnsitoT Tpubdpo-
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muz pocdopa (43,2 r). CMech nepeMeIInBaOT B TEYCHUE HOYU B aTMOC(epe a30Ta IpH KOMHATHOH TeMIiepary-
pe. PeakirionHy0 cMech BBUIMBAIOT B BOAY CO JIBJIOM M OKCTPArHpYyIOT IOJYYEHHYIO cMech dTrianeraTtoM. Op-
TAaHWYIECKHUH CJION OTHEINSIOT, IPOMBIBAIOT HACKHIIIICHHBIM BOIHBIM PACTBOPOM THAPOKapOOHATa HATPUS U BOJO,
cymat Hajg 0e3BOAHBIM CyNIb(aTOM Maraus W KOHIEHTPUPYIOT IPH MOHIKEHHOM JaBiieHUH. OCTaTOK OYUINAIOT
C TIOMOIIBIO KOJIOHOYHOW Xpomarorpaduu Ha CUJIHMKarelie (ITHIANETAT/TeKCaH) ¢ MOJyYeHHEM YKa3aHHOTO B
3aroyioBke coenuuenus (13,5 ).

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

C) tpet-byTmin-2-((6-(3-bTopheHnn) mupuanH-2 -1 )METHN )-3-0KCOTUPPOTUANH- | -KapOOKCHIIAT.

Cwmech nupponununa (7,74 1), Tper-OyTHi-3-okconupponauauH-1-kapbokcnnara (17,5 r) u Tonyomna (200
MJI) KHISITAT ¢ OOpaTHBIM XOJIOJMJIBHUKOM B TeueHHe HouM. CMech KOHIEHTPUPYIOT NP MOHMKEHHOM JIaBJie-
Hun. K cmecn momydennoro ocrarka, TBAI (3,75 1) u CH;CN (200 mur) no6aBisttoT pactBop 2-(0poMMeTH )-6-
(3-dropdermm)mupuanna (13,5 r) B CH;CN (200 mun) mpu 80°C. Cmech mepeMeInuBaioT B atMmochepe a3oTa npu
80°C B Teuenue 3 4. PeakIMOHHYIO cMeCh BBUIMBAIOT B BOJXY NPH KOMHATHOM TeMIIEpaType U 3KCTParupyroT
MOJIYYCHHYIO cMech dTHianeTatoM. OpraHn4ecKuil cIoi OTHENSIOT, IPOMBIBAIOT BOJOH M HACHIIIEHHBIM pac-
TBOPOM COJIH, CyIIaT HaJ O0e3BOAHBIM CYIb()aTOM MarHus W KOHICHTPHPYIOT NMPHU MOHWKEHHOM aaBieHnu. Oc-
TaTOK OYMIIAIOT C ITIOMOIILI0 KOJIOHOYHOM XpoMaTorpadun Ha cuiMkaresie (dTHIANETaT/TeKCaH) C MOJyICHUEM
YKa3aHHOTO B 3arojiopke coequHeHus (16,0 ).

MC: [M+H]" 371,1.

D) tper-bytun-nuc-3-amuno-2-((6-(3-GropdeHnn) mupuauH-2 -1 METHI ) TUPPOTUANH- | -kKapOOKCHIIaT.

Cwmech hopmmara ammonus (40 1), xiop[N-[4-(nuMeTmTaMuHO ) eHw |-2-upuanHKapOokcaMuaaTo |(TieH-
tamerminnukiaonenTaguenmwn)upuaus(I1l) (0,521 r), tper-oyrmn-2-((6-(3 dropodenmn)mupuanH-2-mi)MeTHI)-3-
okcormpponuanH-1-kapookcunara (16,0 r) u MeOH (500 mur) KMIISTAT € 0OpaTHBIM XOJOAWIEHUKOM B TEUEHHUE
5 4. PeakumoHHYI0 cMeCh KOHIIEHTPHPYIOT, OCTATOK BBUIMBAIOT B HACKHINICHHBIN PACTBOP COJIM PU KOMHATHOM
TeMITepaType U SKCTParupyroT MOJIyYeHHYI0 CMeCh dTmianeratoM. OpraHuuecKHi CIIOH MPOMBIBAIOT HACKIIICH-
HBIM BOJHBIM PacTBOPOM T'HIpOKapOOHaTa HaTpws, cymiaT HaJ OE3BOIHBIM CYJIb(GATOM MarHus U KOHLEHTpPHU-
PYIOT IIPH MTOHWKEHHOM JaBieHHH. OCTaTOK OYHIIAIOT C TOMOIIBI0 KOJOHOYHOH XpoMaTorpady Ha CHIIAKAare-
nie (METaHOJI/3THIIAlETaT) ¢ TIOJydeHHEM YKa3aHHOTO B 3aroyioBke coenuHeHus (9,00 T).

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

E) tper-Byrun-mc-2-((6-(3-dpTopdhennn)mupuant-2-uia)MeTnn)-3-((METHICYTH(HOHMIT)aMUHO ) TUPP OJTH -
IuH- 1 -kapOokcumar.

K cmecu Ttper-OyTui-iuc-3-amuaO-2-((6-(3-GTOp D EeHIIT ) TUPHIAH-2 -HIT)METHIT ) THPPOJIUIUH- | -kKapOOK-
cunata (1,10 ), TEA (653 mr) u TT'® (30 M) mpu 0°C mobaBisitoT MeTaHCYIb(POHOBEIH aHTHapuA (690 MT).
CmMech nepeMeIInBaroT P KOMHATHOHM Temneparype B TeueHne 30 MUH M KOHLCHTPHUPYIOT MOJIYYEHHYIO CMECh
IpU TIOHWKEHHOM JaBieHuH. OCTaTOK OYMINAIOT C MOMOLIBI0 KOJIOHOYHOHM XpomaTorpaduu Ha CHIMKaresne
(aTHNaneTaT/TeKcaH) ¢ MolydYeHneM yKa3aHHOTO B 3arojioBke coenunenus (1,14 r).

MC: [M+H]" 450,1.

F) Hurnppoxnopun N-(umc-2-((6-(3-dpropdenun)nupuanHi-2-1i1)MEeTHI ) TUPPOITHINH-3 -1 )METaHCYJIb-
(honamma.

K cmecu Tper-OyTtmi-iuc-2-((6-(3-gropdenn)mupuauH-2 -mn)MeTI)-3 -((MEe TUICYITH(OHILT ) aMHHO ) TTHP-
pomuane-1-kapookcmnara (1,10 T) u mpocToro MuKIONEHTIIIMETHI0BOTO ddupa (10 M) mpu 0°C mobaBistoT
4M pacTBOp CONSHOW KHUCIOTHI B METHIIUKIONEHTHIOBOM ddupe (10 mur). CMech mepeMemmBaT B TEUCHHUE
HOYH B aTMoc(epe a3oTa Ipu KOMHATHOM TeMIlepaType W 3aTeM KOHIICHTPHPYIOT PEaKIIHOHHYIO0 CMECh C IOITy-
YCHHEM YKa3aHHOTO B 3aroyioBke coenuHenus (1,00 r).

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

Q) N-(1me-1-(Azernaun- 1 -nnkap6onun)-2-((6-(3-h TopdeHrT) TUPUITUH-2 -1IT) METHI ) TUPPOITH I H-3 -
WII)METaHCYIb()OHAMHUL.

K cmecn Ouc(tpuxiopmeriin)kapbonara (69,5 mr) u TI'® (7 mn) mobasmstor cmech N-(1mc-2-((6-(3-
¢dropdeHnT)mUpUINH-2 -1IT)METIIT)TUPPOIUANH-3-m)Metancyabonamuna (120 mr), DIPEA (148 mr) u TI'®
(7 M) mpu 0°C. Cmech nepememuBaioT npu 0°C B Tedenrne 20 MUH W KOHIICHTPUPYIOT TPU MIOHUKCHHOM J1aB-
JICHWU C TIOJy9eHHEM NPOMEKYTOYHOrO coemHeHHs. K cMecH MOoIy4eHHOro MpOMEXYTOYHOTO COCIUHEHUS H
TI'® (7 mu) mpu 0°C gobasnsroT azetuanH (85 Mr). CMech epeMenuBaioT B aTMocepe a3oTa Mpu KOMHATHON
TeMIepaType B Te4eHue | 9 u 3aTeM KOHIEHTPUPYIOT IPH MOHIKEHHOM JaByieHHH. OCTaTOK OYMINAIOT C TIOMO-
b0 KOJIOHOYHOH XpoMarorpaduu Ha CHIWKarese (METaHOJI/TWIIANETAT) ¢ 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, m), 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).

Mpumep 338.  N-(umc-2-((6-(3-Propdennn)nupuaus-2-mwa)MeTin)- 1 -((1-rugpoKcHIMKI00y THIT)Kap6o-
HWJI)[TUPPOJTU I H-3 -HJT)METaHCYIIb(POHAMU.

K cmecn gurmnpoxmopuna N-(1mc-2-((6-(3-dropdenmn)nupuanH-2-uin)MeTHI ) TUP PO ANH-3 -HIT)Me-
tancyiabponamuna (51,1 mr), 1-ruapokcunnkiodyrankapoonoBoit kucnotsl (24,3 mr), TEA (72,6 mr) u JIMOA
(1,0 M) mpu komHaTHOU Temmeparype mobasisitor HATU (54,2 mr). CMmech epeMenBaioT Mpu KOMHATHON
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TeMIlepaType B TeUeHHe 1 4, 3aTeM K CMECH JOOaBIISIOT HACHIILICHHBIH BOJHBIN pacTBOP IMApoKkapOOHaTa HATPUS
Y OKCTPArupyIOT HOIYYCHHYIO CMECh dTmiianeratoM. OpraHn4ecKuil CJoi OTIENSIIOT, MPOMBIBAIOT BOJIOH W Ha-
CBHIIIIEHHBIM PAacTBOPOM COJIM, CyIIAaT HaJ Cyab(aToM HATPUS M KOHLEHTPUPYIOT MPU MOHMXECHHOM JaBJICHHUU.
OcTaToK OYMINAIOT C TTIOMOIIHIO KOJIOHOYHOM XpoMaTorpaguu Ha CUIMKarelie (3THIaeTaT/TeKcaH) i pacTHPAIOT
B IIMATHUIIOBOM d(HUpPE U TeKCaHe ¢ MOJydYeHHEM YKa3aHHOTO B 3aroJIOBKe coenrHeHus (27,3 mr).

'H SIMP (300 MI'u, 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, ™), 3,72 (1H, ox, J=14,0, 6,4 I'n), 4,05-4,21 (1H, m), 4,62
(1H, 1, J=6,6 Tm), 7,10-7,21 (2H, m), 7,43-7,83 (5H, m), 8,73 (1H, 1, J=8,7 T'my).

IMpumep 339. N-((2S,35)-2-((2-(3,5-Audropdenmn)-1,3-tnazon-4-um)mernn)- 1 -(( 1 -rTuaApOKCUITUKIOO0Y-
THI)Kap OOHHI ) TUPPOTUAUH-3 -UT)METAHCYTb(HOHAMUI.

A) tper-bytnn-(28,3S)-3-amuno-2-((2-6pom-1,3-THazo-4-ua)MeTIIN) TUPPOIUANH- | -KapOOKCHIIaT.

Pamemar (550 wmr)  tper-Oytmi-iuc-3-aMuHO-2-((2-0poM-1,3-THa301-4-MT)METHI ) TUPPOTHTUH- 1 -
kapOokcmiaTa pasgensor ¢ momombsio BOXX (komonka: CHIRALPAK AD (NF001), 50 mm IDx500 mm L,
npousBoncTa Daicel Chemical Industries, noxBmxknas ¢aza: rekcan/atanon=850/150) ¢ momydenueM ykaszaH-
HOTO B 3arosioBke coenuHenust (207 mr) (ppakuust ¢ MEHBIIMM BPEMEHEM yIICPKUBAHMA).

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

B) tper-byrun-(2S,3S)-2-((2-6pom-1,3-tnazon-4-mm)meTni)-3-((MEeTHICY I OHIIT)aMHHO ) TUPPOIUANH- | -
KapOOKCHIIAT.

K cmecu tper-OytHin-(2S,3S)-3-amuno-2-((2-6pom-1,3-Tnazon-4-mi)MeTHI ) TUPPOITUIHH- | -KapOOKcHIaTa
(150 mr) m TT'® (1 M) mpu koMHATHOM TemmepaType no0aBnsaioT TEA (126 Mr) u MeTaHCYTb()OHOBBIN aHTHI-
pun (87 mr). Cmech nepemMemuBaoT B TedeHre 30 MUH, 3aTeM K CMECH JOOaBIISIOT HACHIIEHHBI BOJHBIN pac-
TBOp THAPOKapOOHAaTa HATPHUsI U IKCTPATHPYIOT MOJTYYEHHYIO CMECh dTHianeratoM. OpraHudeckuil cioi otae-
JSTIOT, CyIIAT HajJ 0e3BOXHBIM Cynb(}aTOM HATPUs U KOHLUEHTPUPYIOT NIPH MOHM)KEHHOM JIaBJIICHUHU C MOJTy4eHH-
€M yKa3aHHOTO B 3aroyioBke coeannenus (184 mr).

MC: [M-H]" 437,8.

C) tper-byrnin-(2S,3S)-2-((2-(3,5-audropdenmn)-1,3-rnazon-4-mm)meTrn)-3-((METHICYILPOHIIT ) aMH-
HO)IIUPPOJIUANH- 1 -KapOOKCHIIaT.

Cmech  Tper-0yTHi-(2S,3S)-2-((2-6pom-1,3-Trazon-4-nm)metun)-3-((MeTHICY b () OHIIT)aMUHO ) TP POITHU-
nuH-1-kapbokcunara (182 wmr), (3,5-mudTopdhennin)ooporoBoit kuciotel (131 Mmr), kapobonata kamus (114 mr),
(A-taPhos),PdCl, (13,9 mr), DME (4 M) u Boas! (1 mu1) nepememuBatoT nipu 60°C B Teuenne 30 mun. K cmecn
JO0aBISIIOT BOAY M 9KCTParupyroT MOIyYCHHYIO CMECh 3TmianeraTroM. OpraHHyecKuil CIOH OTAEINSIOT, CyIIaT
HaJl 0€3BOJHBIM CyNIb()ATOM HATPUS U KOHIEHTPUPYIOT NMPH MOHWKEHHOM AaBieHUH. OCTaTOK OYMIIAIOT C TO-
MOIIIBIO KOJIOHOYHOW XpomaTorpaduu Ha cUIMKarese (3TUAIeTaT/TekcaH) ¢ TOIydeHHEeM yKa3aHHOTO B 3aro-
noBke coequHeHus (172 mr).

MC: [M-H] 471,9.

D) Juruapoxnopung N-((28S,3S)-2-((2-(3,5-nudropdenun)-1,3-Trazon-4-mir) METHI ) TUPPOTUIUH-3 -
WI)MEeTaHCYyIb(hoHAMHIA

K cmecu  tper-Oytmn-(2S,3S)-2-((2-(3,5-mudropdenmn)-1,3-tuazon-4-mm)metnn)-3-((MeTHICYIBHO-
HHJI)aMHHO ) TUPPOIHIUH- | -kapOokcnnaTa (172 mr) u MeOH (2 mur) no6asmsttor 4M pacTBOp COJISIHOM KHCIIOTHI
B IIPOCTOM HUKJIONEHTHIMETHIOBOM 3¢upe (1 Mi1) mpu KOMHaTHOH TemmepaTtype. CMech IepeMennBaioT B Te-
YeHHE 2 94 ¥ KOHLEHTPHUPYIOT NPH MOHIKCHHOM JABICHUH C MOJIYYEHHEM yKa3aHHOTO B 3ar0JIOBKE COEANHEHUS
(173 mr).

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

E) N-((2S,35)-2-((2-(3,5-AudTopdhennn)-1,3-tnazon-4-min)metmn)- 1 -((1 -ruapokcHIInkIo Oy TrIT ) Kap6o-
HUWT)TAPPOJTU U H-3 -FIT)METAHCYITb(OHAMHUT.

K cmecu N-((28,35)-2-((2-(3,5-mudropdhennn)-1,3-tnazomn-4-mi)MeTHI) TUPPOIUIHH-3 -1 )METAHCYIb(O-
Hamupa (72,6 mr) m JIAM®A (1 M) npu KomMHaTHOM Temmeparype pobasmsior TEA (82 wr), 1-
THIPOKCHIMKIO0YTaHKapOOHOBYI0 KUCHOTY (22,7 mr) u HATU (74,2 mr). CMech nepeMeInBaroT B TedeHue 1 4,
3aTeM K CMeCH J00aBIISIIOT HACBHIIIEHHBIH BOAHBIA PacTBOP TMIpOKapOOHATa HATPUS U AKCTPArHPYIOT TOJIyYEH-
HYIO cMech dTmiianeraroM. OpraHudecKuid ClIOW OTAENSIOT, IPOMBIBAIOT HACHIIICHHBIM PAaCTBOPOM COJIM, CYIIAT
HaJl 0E3BOJHBIM CYJIB()ATOM HATPUS U KOHIEHTPUPYIOT NPH MOHIWKEHHOM HaBieHuH. OCTaToK OYHMIIAIOT C TO-
MOIIIBIO KOJIOHOYHOW XpomaTorpaduu Ha cHUMKarese (3TUAIeTaT/TekcaH) ¢ TOTydeHHEeM 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, c), 3,30-3,45 (1H, ™), 3,47-3,60 (1H, m), 3,66 (1H, nxn, J=14,9, 6,6
I'm), 4,00-4,21 (1H, m), 4,53 (1H, T, J=6,6 '), 6,84-6,95 (1H, m), 7,10 (1H, c), 7,44-7,50 (2H, m), 8,02 (1H, r,
J=9,0 T'm).

Ipumep  340.  N-((2S,3S)-1-(Azerumuamnkapoonnn)-2-((2-(3,5-mudropdennn)-1,3-truazon-4-mn)me-
THIT)TUPPOJIUANH-3 -1 ) METaHCYIb(HOHAMHU/.

K comecu  N-((25,35)-2-((2-(3,5-mudpropdennn)-1,3-Tnazon-4-uir)METHI ) TUPPOJIUIUH-3 -FIT)METaHC Y JIb-
¢donamuza (92,6 mr) u TI'® (1 mur) Ouc(tpuxnopmermn)kapoonat (30,8 mr) u DIPEA (53,6 mr) npu 0°C. Cmech
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nepeMeImBaoT B TeueHue 30 MuH, 3aTeM 100aBIISIOT BOLY U SKCTPArupyIoT HOIyYEHHYIO CMECh 3THIIAETaTOM.
Opranuyeckuii cJIoil OTAENSIOT, cyluar HaJ O0e3BOAHBIM CyNb(aToOM HATpHs M KOHLIEHTPHPYIOT IIPU ITOHHKEH-
HOoM nmaBnieHuH. K mosryaenHomy octatky mob6asisitor TT'® (1 M) u azernmun (35,5 mr). Cmech epeMentnBaioT
IpY KOMHATHOHM TeMmepaType B TeueHHe | 4. PeaknmoHHYIO cMeCh KOHIICHTPHUPYIOT IPH ITOHIDKEHHOM J1aBJIe-
HUH, OCTAaTOK OYMINAIOT KOJOHOYHOHN XpoMarorpadueil Ha cuiukarese (dTUIANETAT/TeKCaH) U KPUCTALTU3YIOT
13 CMECH ITUJIAIETAT/TEKCaH C TIOJTyYeHHEeM YKa3aHHOTO B 3aroJIOBKe CoequHEeHU (56 MT).

'H SIMP (300 MI'u, CDCl3) & 1,26 (1H, T, J=7,2 Tu), 2,06-2,27 (3H, M), 3,00 (3H, ¢), 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, 1, J=7,9 I').

IIpumep 341. N-((2S,3S)-1-((3-Propazerunun- 1 -ni)kapoornn)-2-((3'-hropOudeHNIT-3 -1 ) METHIT ) TUPPO-
JIUTAH-3-11)METaHCY T OHAMUJI.

A) (28,35)-2-((3"-Propobudenmn-3-mr)mer)-3 -((MeTHICYITb(HOHUIT ) aMUHO ) TUPPOTU AN H- | -KapOOHMII-
XJIOPH]L.

K cmecu rumpoxmopuna N-((2S,3S)-2-((3'-dpTopouceHmI-3-1I1)METHIT) TUPPOITHIUH-3 -HIT)METaHCYJIb-
¢onamuzaa (101 mr) u TI'® (2 mi) npu 0°C nobasisitoT Ouc TpuxnopMerui)kapooHar (62,3 mr) u DIPEA (67,8
Mmr). Cmech nepememmBatoT mpu 0°C B TedeHne 15 MUH ¥ 3aTeM peakIMOHHBIH PacTBOP KOHIEHTPHUPYIOT MPH
MTOHIKEHHOM JIaBJICHHUH C TIOJyYEHHEM yYKa3aHHOTO B 3aroJioBke coemuHeHus (152 mr).

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

B)  N-((2S,35)-1-((3-®ropazeruaun- 1 -min)kapoouun)-2-((3'-pTopOoudeHwI-3 -1 )METHI ) TUPP OJTH TUH-3 -
WI)METaHCyTb(HOHAMUI.

K cmecu  (2S,35)-2-((3'-propoudennn-3-mr)metn)-3-((MeTHIACYTHGOHIIT)aMHUHO ) TUPPOJIAANH- | -Kap-
6onnxnopuna (50 mr) u TT'® (1 M) npu KOMHaTHOHM Temneparype 100aBISIFOT THAPOXJIOpH] 3-pTopazeTnanHa
(19,3 mr) u DIPEA (33,5 mr). Cmech nepeMeInBaioT Ipu KOMHAaTHOHM TemmepaType B Tedenue 1 4. K cmecu
J00aBIISIIOT HACBIIICHHBIH BOHBIM PacTBOP THAPOKAapOOHATA HATPHSI U IKCTPArUPYIOT NOJIYYCHHYIO CMECh 3THII-
arieraroM. OpraHM4YecKril CJIOH OTAEISIOT, IPOMBIBAIOT HACKHIIIEHHBIM PAacTBOPOM COJIH, CyIIaT HaJl O€3BOJHBIM
Cynb(}aToOM MarHus ¥ KOHIEHTPHPYIOT NPH MOHIKEHHOM JaBiieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOY-
HOHM xpomarorpadun Ha cuiukarene (NH, sTuinaneratr/rekcan) U oJlydeHHOE TBEPIOE BEIIECTBO KPUCTAILIH3Y-
FOT U3 CMECH ITHJIAIETAT/TeKCaH ¢ TIOydYeHHEeM YKa3aHHOTO B 3arojioBke coenuHeHus (37,8 mr).

'H SIMP (300 MI't, 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, &, 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).

[Tpumep 342, N-((28,35)-1-((3,3-qudropazernaun- 1 -mn)kapoonwn)-2-((3'-pTopoudenmn-3 -mn)me-
TH)TAPPOIUINH-3 -1 )METaHCYITb(HOHAMHUI.

K cmecu runpoxnopuna 3,3-mudropazeruauna (22,4 mr), DIPEA (33,5 mr) u TT'® (0,5 M) npu koMHAT-
HOM Temneparype poGaBisitor cMech (28S,3S)-2-((3'-dpropoudenun-3-mm)mernn)-3-((MeTHICYTb(HOHMIT)aMHU-
HO)rupponuanH-1-kapoonmxitopuzaa (50 mr) u TT'® (0,5 mur). CMmecs nepeMeIInBaroT NPy KOMHATHON TeMIle-
parype B Teuenue 2 4. K cMecn J00aBIISIOT HACHIIICHHBIN BOJHBIM pacTBOP THAPOKapOOHaTa HaTpHs U OKCTpa-
THPYIOT HOJIyYCHHYIO CMeCh dTmianeratoM. OpraHn4ecKuil ciod OTHEISIOT, MPOMBIBAIOT HACKHIIICHHBIM pac-
TBOPOM COJIH, CyIIaT HaJ 0e3BOAHBIM CyJib()aTOM MarHus M KOHIEHTPUPYIOT NPU MOHIKEHHOM JaBiieHnu. Oc-
TATOK OYHIIAIOT C IMOMOIIBI0 KOJOHOYHOW xpomaTtorpaduu Ha crimkarene (NH, stunamerat/rekcaH) U TOTy-
YEHHOE TBEP/OE BEIIECTBO KPUCTAIUTU3YIOT M3 CMECH ATHJIAIETaT/TeKCaH C MOJTyYeHHEM YKa3aHHOTO B 3aT0JIOB-
ke coenuHeHus (28,4 mr).

'H SIMP (300 MI'u, IMCO-dg) & 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, ™), 3,99 (2H, Tx, J=13,1, 10,6
I'm), 4,20 (2H, Tz, J=13,3, 10,6 I'n), 4,31 (1H, 1, J=6,6 I'n), 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).

Mpumep 343. N-((2S,3S)-2-((3'-Dropoudennn-3-un)mernn)- 1 -((2-MmeTnnazeTHIMH- 1 -11)KapOOHIIT ) THp-
PpOIMAMH-3-WT)MEeTaHCYIb(OHAMUI.

K cmecu ruppoxnopuna 2-merunazerununa (46,5 mr), DIPEA (112 mr) u TT'® (0,5 mu1) npu KoMHaTHOH
Temriepatype mobaBisitoT cMech (2S,3S)-2-((3'-dpropoudenun-3-mr)mern)-3-((MeTHICYTb()OHMIT)aMUHO )ITUP-
pomuauH-1-kapoonmnxiopuaa (50 mr) u TI'® (0,5 mi). IlomydyeHHyr0 cMech IepeMENINBAIOT IIPU KOMHATHOU
TemriepaTtype B TeueHne 5 4. K cMecu 100aBisitoT HAaCHILICHHBIH BOJHBIN pacTBOp OMKapOOHaTa HATPUS U IKCT-
parupyroT NOJIYYCHHYIO CMech 3TmianeTaTtoM. OpraHudecKril CI0H OTHAEINSIOT, IPOMBIBAIOT HACHIIIIEHHBIM pac-
TBOPOM COJIH, CyIIaT HaJ O0e3BOAHBIM CYIb()aTOM MarHus W KOHICHTPHPYIOT NMPHU MOHMKEHHOM aaBieHnu. Oc-
TaTOK OYMINAIOT C TIOMOIIBIO KOJOHOYHOM Xpomatorpadun Ha cwmkarene (NH, stTunanerar/rekcan) ¢ moiryde-
HUEM YKa3aHHOTO B 3aroyioBke coenunenus (31,1 mr).

'H SIMP (300 MI', 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, 1, J=8,9 I'y), 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).

Mpumep 344. N-((2S,35)-2-((3",5"-dudropobudennn-3-mm)mernn)- 1 -((1 -rugpoKCHIMKIO0y THIT)KapOo-
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HUT)ITHPPOJIUANH-3 -FIT)METaHCYIIb(HOHAMHT.

A) N-((28,3S)-2-(3-bpombensnin)- 1 -((1-ruapoKCHIUKIO0Y THIT ) KapOOH LT ) TUPPOITU AN H-3 - 1T )METaHC Y ITb-
dhonammI.

K cmecu ruppoxnopuma N-((2S,3S)-2-(3-6pomOeH3mn)nuppoauans-3-ui)Merancyibhonamuaa (101 mr),
1-ruaporcUIKIO0yTaHKapOoHOBOM KHUcHOTHI (38,1 mr) m IM®DA (1 M) npu KOMHATHOW TeMIieparype 100aB-
nsitoTr HATU (156 mr) u DIPEA (106 mr). Cmech mepeMenmunBaroT Ipyu KOMHATHOW TeMIepaType B TeueHue 2 .
K cmecn mo0aBisrOT HACHIIIEHHBIH BOAHBIA pacTBOp THApOKapOOHATa HATPHS M SKCTPArHPYIOT IOIYYEHHYIO
cMech ATmiianeTatoM. OpraHUYecKuid CIIOW OTHEISAIOT, MPOMBIBAIOT BOAOIN M HACHIIICHHBIM PAacTBOPOM COJIH,
cymar Haj 0e3BOJHBIM CYJIH(}HaTOM MarHus U KOHIICHTPUPYIOT IPH MOHMKEHHOM JaBiicHUH. OCTaTOK OYHUINAIOT
C TOMOIIBI0 KOJIOHOYHOW Xpomarorpaduu Ha CHJIMKArele (STHIAIECTAT/TeKCaH) C MONyYCHHEM YKa3aHHOTO B
3arosioBke coeaunenus (105 mr).

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

B) N-((2S,3S)-2-((3",5"-Andpropoudenmn-3-mm)merwn)- 1 -(( 1 -ruapoKcHIMKIO0y THIT ) KapOOHWIT ) T PPOITH-
JMH-3-MI)MeTaHCyTb(pOHAMUI.

Cmech  N-((2S,35)-2-(3-6pombenswin)- 1 -(( 1 -ruApOKCHUITIKIOO0Y THIT ) KapOOHIT ) TUPPOITH AMH-3 -1 )METaH-
cynshonamuaa (49,5 mr), (3,5-mudropdennn)doponopoit kucioThl (27,2 mr), XPhos Pd G3 (2,91 mr), 1M Box-
HOTO pacTBopa Tpukanuiidocdara (0,344 mur) u TT'D (2 mn) nepememmBarot pu 70°C B Teuenue 1 u. K cmecu
JOOABIISTIOT HACKHIIIEHHBIN BOIHBIN pacTBOp THAPOKapOOHATa HATPUSA M SKCTPATUPYIOT MOTyYSHHYIO CMECh ITHII-
arieratoM. OpraHUYeCcKUi CI0H OTHEISAIOT, MPOMBIBAIOT HACHIIIIEHHBIM PAaCTBOPOM COJIH, CYIIAT HaJx O€3BOIHBIM
Cynb(paToM MarHUS W KOHIEHTPHPYIOT IPHU MOHMKEHHOM JaBieHnH. OCTaTOK OYHUINAIOT C MIOMOIIBIO KOJIOHOY-
HOW Xpomatorpaduu Ha cunukarene (NH, sTumanerat/rekcaH) W MOJYYCHHOE TBEPIOE BEIIECTBO COOMPAOT
(unbTpanmeil ¢ rekcaHOM ¢ TIOJTyYeHHEM YKa3aHHOTO B 3aroJjioBke coequHeHus (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,
yuc), 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, m), 5,71-6,02 (1H, m), 7,20 (1H, TT, J=9,2, 2,3 T'n), 7,37 (1H, n, J=7,2 I'n), 7,39-7,47
(3H, m), 7,48-7,57 (2H, m), 7,65 (1H, c).

IMpumep 345. N-((2S,3S5)-1-(Azetuauamikapoonmn)-2-((3',5'-nudropoudenn-3-ua)Me T IHppOIUAUH-
3-un)MetaHcyb(GoHaMuU I,

A) N-((2S,35)-1-(azetrnun- 1 -kapOoHWT)-2-(3-0pOMOCSH3 W) TUPPOITUAMH-3 -1 )METAHCYJIb(POHAMUI.

K cmecu runpoxiopuna N-((2S,3S)-2-(3-6pombeH3mn)nuppoauana-3-uin)Metancyinbponamuaa (101 mr) u
TI'® (2 M) mpu 0°C gobasistor Ouc(Tpuxiopmernin)kapoonar (64,9 mr) u DIPEA (70,6 mr). CMech miepeme-
muBaroT npu 0°C B Teuenne 15 MUH W 3aTeM KOHIEHTPUPYIOT MPH MOHMKEHHOM naBieHnd. K octaTky nobas-
nsitorT TT'® (2 mum) u azeruaus (46,8 MT) B IepeMEIUBAIOT MOJYYEHHYIO CMECh PH KOMHATHOW TeMIIepaType B
TeueHnue 2 4. K cMecu M00aBISIFOT HACKHINICHHBIN BOIHBIA PAacTBOp THAPOKApOOHATA HATPHUS M IKCTPATUPYIOT
MOJYYCHHYIO CMECh ATHiareratoM. OpraHMYecKuid CJI0H OTICISAIOT, MPOMBIBAIOT BOJOW M HACHIIICHHBIM pac-
TBOPOM COJIH, CYIIAT HaJ OC3BOAHBIM CYIb()AaTOM MAarHUs W KOHIICHTPHPYIOT NMPHU MOHWKEHHOM JaaBicHuu. Oc-
TaTOK OYHIIAIOT C MOMOIIBI0 KOJIOHOYHOW XpoMaTorpaduu Ha CHIIMKareie (METaHOJ/3TUIIALETAT) C TOTy4YCHU-
€M yKa3aHHOTO B 3arojioBke coenuaeHus (78,4 mr).

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

B) N-((2S,3S)-1-(Azerunun- 1 -mikapoonnmn)-2-((3',5'-mud rop Oud eHMIT-3 -1 ) METHI ) ITUPPOTUIUH-3 -1 )Me-
TaHCYTb()OHAMUI.

Cmech  N-((285,3S)-1-(azernauHrmikapOoHn )-2-(3-0poMOEH3MIT ) TUPPOTHINH-3 -HIT)METAaHC YT OHAMH 1A
(46,8 mr), (3,5-mudropdennn)doponoBoii 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 mo6aBisroT Ha-
CBIIIICHHBIYA BOJHBIA PAacTBOpP THIPOKapOOHATA HATPHS M IKCTPATHPYIOT MOYUYCHHYIO CMeCh aTmnarnerarom. Op-
TAaHWYCCKHIA CIOM OTACISIIOT, MPOMBIBAIOT HACKHIIICHHBIM PACTBOPOM COJIM, CYIIAT HaJll OC3BOJHBIM CyibdaToM
MAarHus ¥ KOHIICHTPUPYIOT MPH MOHWKEHHOM JaBlieHHH. OCTaTOK OYHIIAIOT C IOMOIIBI0 KOJIOHOYHOW XPOMATO-
rpaduu Ha cumukarene (NH, sTmianerar/rekcan) M KpUCTAJUTU3YIOT MOJNyYCHHOE TBEPIOC BEIIECTBO M3 CMECH
STHJIAICTAT/TEKCaH C TIOTYYCHUEM YKAa3aHHOTO B 3ar0JIOBKe coeuHeHus (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, ¢), 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, nx, J=9,5, 2,3 I'n), 7,48 (1H, ym.c), 7,53
(1H, n, J=7,6 I'n), 7,60 (1H, c).

IMpumep 346. N-((2S,35)-1-((1-Huanommkno0yTri)kapoormi)-2-((3'-hropOudeHrIT-3 -1 ) METHIT ) TUPPO-
JUIAH-3-11)MeTaHCyIb(hoHaMuaa.

K cmecu rtumpoxmopuma N-((2S,3S)-2-((3'-¢hropOudeHnIT-3-1i1)MeTHI ) TUPPOTUANH-3 -1 )METAHC Y Th-
dhonamunaa (30 mr), 1-nmanonukI00yTaHKapOoHOBOM KUCHOTHI (11,7 Mr) m JIM®DA (1 mur) mpu KOMHATHON TEM-
nepatype nooasnstor HATU (44,5 mr) u DIPEA (30,2 mr). CMmech epeMenInBaT B TCUCHHE HOYH MPU KOM-
HATHOI Temmeparype. K cMecn 100aBISIOT HACHIIICHHBIA BOJHEBIN PacTBOp THAPOKApOOHATA HATPHS U IKCTPa-
THPYIOT TOJYYCHHYIO CMECh dTHianeratoM. OpraHu4ecKuid CJIOH OTIEINSIOT, MPOMBIBAIOT BOJOW M HACKIIICH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OC3BOIHBIM CyIb(aTOM MarHus ¥ KOHICHTPUPYIOT PU MOHMKCHHOM JIaBje-
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HUH. OCTaTOK OYMIIAIOT C MOMOIIBIO KOJIOHOYHOM Xpomarorpadyy Ha CHIMKareie (ITHJIaleTaT/TeKcaH) U Ho-
Jy49EeHHOE TBEPJOE BEUIECTBO KPUCTAILIM3YIOT U3 CMECH STHJIALETAT/TeKCaH C MOJIyYeHHEM yKa3aHHOTO B 3aro-
JIOBKe coequHeHus (28,7 mr).

'H SIMP (300 MI'u, 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, mx, J=13,6, 6,4 T'm), 3,37-3,45 (1H, m), 3,48-3,61 (1H, m),
3,85-4,05 (1H, m), 4,46 (1H, 0, 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).

IIpumep 347. N-((2S,35)-1-(5-Azacnupo[2.3 |rexc-5-mnkapoonnn)-2-((3'-hropOnd eHnIT-3 -1 ) METHI ) TTHP-
PONUINH-3-HJT)METAHCYIb(OHAMHUT.

K cmecu rtumpoxmopuma N-((2S,3S)-2-((3'-¢bropOudeHnn-3-1i1)MeTHI ) TUPPOTUAUH-3 -1 )METAHC Y JTh-
¢onamuza (30,3 mr) u TT'® (2 mur) pu 0°C nobasistror 6uc(Tpuxaopmerin)kapoonar (18,7 mr) u DIPEA (20,4
mr). Cmecs nepememuBarotr npu 0°C B Teyenne 20 MUH U 3aTeM KOHLEHTPHUPYIOT NPH MOHW)KEHHOM JIaBJICHHH.
K ocratky mobasnsiror TT'® (2 M), rumpoxiopun S-azacrupo[2.3rekcana (37,7 mr) u DIPEA (81 mr) u nepe-
MEIIHMBAIOT TOJIyYEHHYIO CMECh B TEUEHHE HOYM IPH KOMHATHOH Temmeparype. K cMecn 100aBisioT HachIIeH-
HBIIl BOAHBINH PacTBOp rMApOKapOOHaTa HATPHS M SKCTPArupyroT NOJIYYEHHYIO cMech dTuianeraToM. Oprannye-
CKHUH CJIOH OTHEINSIOT, MPOMBIBAIOT HACHIIIEHHBIM PAaCTBOPOM COJIH, CYIIAT Haj OE3BOJHBIM CyIh(aToOM MarHus
¥ KOHIICHTPHUPYIOT NP MOHWKEHHOM JaBiIeHHH. OCTATOK OYMIIAIOT C MOMOIIBIO0 KOJIOHOYHON Xpomartorpadun
Ha CHJIMKaresje (ITHIAICTAT/TeKCaH) M KPHCTALIU3YIOT IONMyYeHHOE TBEPIOE BEIIECTBO M3 CMECH JTHJalle-
TaT/TeKCaH ¢ MOJIyICHHEM YKa3aHHOTO B 3aTr0JIOBKE COSAMHEHUS (27,2 MT).

'H SIMP (300 MI', 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, x, J=8,0 I'm), 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).

IMpumep 348. N-((28S,3S)-1-(Azernann-1-nnkapoonmn)-2-((2-(3,5-mudpropdennn)-1,3-rnazon-4-mm)me-
THIT)TUPPOJIUANH-3 -HIT)3TaHC Y Tb(HOHAMHU/.

A) tper-byrnn-(2S,3S)-2-((2-6pom-1,3-tnazon-4-mm)meTmn)-3-((3THICYIB(POHIIT)aMHHO ) TUPPOITHIMH- | -
KapOOKCHJIaT.

K cmecu tper-0yTun-(25,3S)-3-amuno-2-((2-6pom-1,3-THazon-4-uia)MeTHI) IUpPOIUINH- | -kapOoKcHIaTa
(300 mr), TEA (126 mr) u TT'® (3 M) Ipy KOMHATHOHM TeMIieparype A00aBISIIOT dTaHCYIbGoHmIXIOpHT (128
mr). CMech mepeMeInrBaioT Ipu KOMHATHOH TeMIiepaType B TedeHne | 4 u pasbasisror stmaneratoM. Hepac-
TBOPMUMOE BEIIECTBO YAANIIOT PpuiabTpanmeil u GUIbTpaT KOHIEHTPUPYIOT MIPH MOHMKEHHOM aaBieHnd. Ocra-
TOK OYHINAIOT C IMOMOIIBI0 KOJOHOYHOH XpomaTorpaduu Ha CHIMKarese (dTHUIALETAT/TeKCaH) C MOTYYCHHEM
YKa3aHHOTO B 3arojioBke coequHeHwus (240 mr).

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

B) tper-byrmin-(28,35)-2-((2-(3,5-mudTopdennn)-1,3-truazon-4-mwi)metun)-3-((3THICYIbPOHUIT ) aMHu-
HO)NIUPPOJINANH- 1 -KapOOKCHIIaT.

CwMmecsk Tper-0yTun-(2S,3S)-2-((2-6pom-1,3-tnazon-4-wmn)Metn)-3-((3TUICYTH () OHIIT )aMIUHO ) ITAPPOITU TN H-
1-xap6okcunara (240 mr), (3,5-mupropdennn)ooponoroit kuciotsl (125 mr), (A-taPhos),PdCl, (35,5 mr), kap-
6onara kanus (146 mr), DME (2,4 1) u Boas! (0,8 mi1) mepememmuBaroT B atMocdepe azora npu 90°C B TeucHue
30 muH. CMech OYHMINAIOT ¢ IOMOIIBIO KOJIOHOYHOH XpoMmartorpadun Ha curkaresie (NH, stunanerar/rekcan) c
MOJTy4eHUEM YKa3aHHOTO B 3aroJioBKe coequHeHus (240 mr).

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

C) Jurunpoxiopu N-((28,35)-2-((2-(3,5-mupropdennn)-1,3-THazon-4-1ui1)MEeTHI ) ITUPPOTHTAH-3 -
WIT)3TaHCYIh(OHAMHU/IA.

K cMecH TpeT-0yTHin-(2S,3S)-2-((2-(3,5-mudTopdhennn)-1,3-tnazon-4-min)meTin)-3-((3Tucynbdo-
HHJI)aMHHO ) TUPPOIUIUH- | -kapOokcnnaTa (240 mr) u Meranousa (1 M) mpu KOMHATHO# Temneparype no0aBis-
10T 4M pacTBOp COJITHOHM KHCJIOTHI B IIMKJIONCHTHIMETHIOBOM 3¢dupe (4 mia). CMech mepeMennBaoT Ipu KOM-
HaTHOHW TemriepaType B TedeHne 30 MHUH M 3aTe€M KOHLEHTPHUPYIOT C MOJYYEHHEM YKa3aHHOT'O B 3ar0JIOBKE CO-
eanHenus (226 wmr).

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

D)  N-((2S,35)-1-(Azernaun-1-unkxapoonnn)-2-((2-(3,5-mudropdenwn)-1,3-Trnazon-4-mi)Me T ) TUppo-
JUIAH-3 -1 )3 TaHCYTb(HOHAMHI.

K cmecn muruapoxmopuna N-((2S,35)-2-((2-(3,5-nudropdennn)-1,3-TrHazon-4-1uia)MeTHI ) TAPPOTHIAH-3 -
un)stancynbponamuna (70 wmr), DIPEA (79 wmr) mw TI'® (5 mn) mpm 0°C nmobGaBisoT pacTBOp
ouc(tpuxnopmetun)kapoonata (36,1 mr) B TT'® (5 mur). Cmech nepememnuBaroT npu 0°C B Tedenne 20 MUH U
3aTeM KOHIEHTpUpyoT. K momyuaenHomy ocratky mo6aBistor TI'® (5 mun) u azetunun (43,4 mr). Cmech niepe-
MEIIMBAIOT IIPU KOMHATHOH Temreparype B TedeHre | 4. PeakimoHHYI0 cMeCh KOHIIEHTPUPYIOT NPU MOHMKEH-
HOM JaBJIEHHMH W OCTarOK OYMINAIOT C IIOMOINBIO KOJIOHOYHOW Xpomarorpaduu Ha cuiukareie (Mera-
HOJI/3THJIALIETAT) C MOJTYYEHHEM YKa3aHHOTO B 3ar0JIOBKE coequHeHus (52 Mr).

'H SIMP (300 MI'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
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(2H, m), 7,57-7,70 (2H, m).

Mpumep 349. N-((2S,3S)-2-((2,3'-AndTopoudennn-3-mn)merun)-1-(2,2-AUMEe TUIIPOTIAHOMIT ) TUPPOITHU-
JIMH-3-MT)METaHCYTb()OHAMII.

A) tper-bytnn-(2S,3S)-3-amuno-2-(3-6pomM-2-propOeH3un ) muppoauaAnH- | -kKapOOKCHIIAT.

Pamemar (848 mr) Tpet-OyTui-miuc-3-amMmuHO-2-(3-6poM-2-hTopOeH3MIT ) TUPpOTHIUH- | -kapOokcnaTa pas-
nersirot ¢ nomomibio BOXX (komonka: CHTRALPAK AD (AKO001), 50 mm ID x500 mm L, npousBoactBa Dai-
cel Chemical Industries, mogBmkHas (aza: rexcan/aTaHon=850/150) ¢ monmydeHHeM yKa3aHHOTO B 3aroJIOBKE
coenuHeHUs (352 Mr) (GpakIys ¢ MEHBIITUM BPEMEHEM yIIePKUBAHNSA).

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

B) tpeT-byTmin-(2S,3S)-2-(3-6pom-2-propoen3mn)-3-((MeTHICYIb()OHNIT)aMUHO ) TUPPOTUINH- | -Kap-
Gokcuar.

K cmecn tper-0yTun-(28S,3S)-3-amuH0-2-(3-6pom-2-pTopOeH3nm)muppoananH- 1 -kapookcnnaTa (349 mr),
TEA (189 mr) u TT'® (3,3 mi) npu KOMHaTHOW TemIieparype 100aBisitoT MeTaHcyibhonmixaopun (129 mr).
CmMech nepeMennBaloT Py KOMHATHOH TeMIeparype B TedeHHe | 4, 3aTeM BBUIMBAIOT B BOAY M OKCTPAarupyroT
MOJIYYCHHYIO CMECh dTHiIaneTaTroM. OpraHuuecKuii IO MPOMBIBAIOT BOAHBIM PacTBOPOM THIpOoKapOoHaTa Ha-
TpHS ¥ HACHIIICHHBIM PacTBOPOM COJIH, CyIIaT HaJ 0e3BOJHBIM Cylb()aTOM MarHUA M KOHLIEHTPUPYIOT IPH II0-
HIDKEHHOM JaBieHnH. OCTaTOK OYMINAIOT C MOMOIIBI0 KOJIOHOYHOW XpoMaTorpaduu Ha CHIMKarene (dTHiare-
TaT/TeKCaH) ¢ TOJyUYeHHUEM YKa3aHHOTO B 3aroJIoBKe coenHeHus (386 mr).

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

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

Cmecy  Tper-OyTHn-(2S,3S)-2-(3-6pom-2-propoen3wn)-3-((MEeTUICYTH(POHUIT)aMIHO ) T PPOITUIUH- | -Kap-
ookcmiara (380 mr), (3-pTopdenmn)dooporoBoii kuciots (236 mr), XPhos Pd G3 (35,6 mr), IM BogHOTO pac-
TBOpa TpuKaiuidocdara (2,53 ma) u TT'D (9 M) nepememmBator B atmocdepe aprona npu 70°C B TedeHue 1
4y, CMech BBUIMBAIOT B BOJAHBIA PacTBOp THAPOKapOOHATa HATPHS M SKCTPATHPYIOT dTHianeratoM. OpraHude-
CKHUH CJIOH MPOMBIBAIOT BOAOH M HACBHIIICHHBIM PACTBOPOM COJIM, CYIIAT Hall OE3BOJHBIM CYIb(aToM MarHus u
KOHIEHTPUPYIOT NPU TIOHWXEHHOM JaBiieHHH. OCTaTOK OYHUILAIOT C TIOMOIIBIO KOJOHOYHOH Xpomarorpadun Ha
cuiMKaresne (3THAIeTaT/TeKcaH) ¢ MONydeHHeM KpUCTauIoB. Kpucramisl coOuparoT GuiabTpanyueid U MpOMBI-
BalOT CMECHIO JTUU3OMPOTIIIIOBBINA d(UP-TEKCaH C IMOTyICHHEM YKa3aHHOTO B 3ar0JIOBKe coequHeHwmsI (353 mr).

MC: [M-HJ 465,0.

D) N-((28,35)-2-((2,3'-IncdropOrdeHnIT-3 -1i1 ) METHI ) TUPPOITHAUH-3 -1 ) METAHC Y Tb (D OHAMUI.

K cmecn Tper-0ytun-(2S,3S5)-2-((2,3"-mudropoudennn-3-mn)meTin)-3 -((MeTUICYITH (G OHIT ) aMHUHO )TTHP-
pomuanH-1-kapookcmiara (349 mr) u tonyona (3,8 M) nmpu KoMHaTHOU Temneparype nodasisitor TOYK (3,8
mir). CMech IEpEMEIIUBAIOT TP KOMHATHOW TeMIepaType B TCUCHHE | 9 M BBUIMBAIOT B HACKHIIICHHBIN BOTHBIN
pacTBop rHApoKapOOHaTa HATPHS MPH OXJIaKAEHUH JibioM. CMech noanienaynBaoT 1o pH 8 ¢ momormbio kap-
OoHaTa KaJHs U 3KCTParupyroT cMechlo stmanerar-11'®. Opranndeckuii 1ol MpOMBIBAIOT BOAOH U HAaCHIIIECH-
HBIM PacTBOPOM COJIH, CyIIaT HaJ OC3BOJIHBIM CyIb(aToM MarHus U KOHICHTPUPYIOT MPU MOHMKCHHOM JIaBje-
HUHM. OCTaTOK OYMIIAIOT C TOMOIINBIO KOJIOHOYHOW XpoMaTtorpadun Ha cunukarene (NH, metanon/sTinanerar) ¢
MOJTy9eHNEM YKa3aHHOTO B 3ar0JIOBKe coenHeHus (283 mr).

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

E) N-((2S,35)-2-((2,3'-Andropoudenmn-3-un)merwn)- 1 -(2,2 - AuMe THITP ONTaHOWI )ITUPPOTIUIUH-3 -1 )Me-
TaHCYTb()OHAMUI.

K cmecu N-((2S,35)-2-((2,3"-mudTopobudernmn-3-mn)MeTmI ) TuppoIuInH-3-1W1)MeTaHCcyIbporamMuaa (68
Mmr), TEA (75 mr) u TT'® (1,6 mi) npu KOMHATHOH TeMmIeparype M00aBISIOT 2,2-TUMETHIITPOIAaHOIIXIOPH]T
(67,1 mr). CMech nepeMeIInBalOT P KOMHATHOW TeMIlepaType B TeYeHHE 3 4, 3aTeM JOOaBIAIOT K BOJAHOMY
pacTBOpy rHIpoKapOOHATa HATPUsI U HKCTPArkpyroT cMeckio stuianeTar-1T'®. Opranndeckuil ciol mpombIBa-
FOT BOJIOH M HACBIIICHHBIM PACTBOPOM COJIM, CYIIAT HAJ OC3BOIHBIM CYIb(aToOM MarHUs U KOHICHTPUPYIOT MPH
MOHIDKEHHOM JaBiieHHH. OCTaTOK OYMINAIOT ¢ MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cuiHMKareie (3Til-
arerar/rekcaH) ¢ MOJIyYeHHEM YKa3aHHOTO B 3ar0JIOBKe coeinHeHus (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, ¢), 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, Tn, J=7,1, 1,7 T'm).

IIpumep 350. N-((2S,35)-1-(HukmobyTuikapoonnn)-2-((2,3'-mudTopOud eHUIT-3 -1 )METHI ) TAPPOTHIUH-
3-un)MeraHcyb(GoHaMuU I,

K cmecu N-((2S,3S)-2-((2,3"-mudTopobudern-3-mn)MeTII ) THppoIu IuH-3 - )MeTaHCcyIbGpornaMuaa (66
mr), TEA (54,7 mr) u TT'® (1,6 M) mpu KOMHATHOW TemIiepaType JO0aBISAIOT MUKIOOYTaHKApOOHIITXIIOPHU]T
(42,7 mr). CMmech mepeMennBatoT P KOMHATHOW TEMIIEpAType B TeUCHHE 2 U, TOOABISIOT K BOJHOMY PacTBOPY
ruapokapOOHaTa HATPHsS U SKCTPArupyroT cMeckio atunanerar-11'®. OpraHndeckuii ci1oil MpoMbIBarOT BOJIOH U
HACHIIIICHHBIM PACTBOPOM COJIM, CYIIAT HaJ OC3BOJHBIM CYIb()AaTOM MarHus W KOHIICHTPUPYIOT MPH MOHUXKCH-
HOM jaBiieHHH. OCTaTOK OYMINAIOT C MOMOMIBIO KOJIOHOYHOHM XpoMaTorpaduu Ha CHiIHMKarene (MEeTaHoJ/3THII-
arerar) ¢ Mojy4eHHeM KpHucTauioB. Kpucramisl cobupator ¢uiibTpanyeil 1 IpoMBIBAIOT CMECHIO JMU3O0IIPOIIH-
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JIOBBIN 3(Up-TeKcaH ¢ MOIyYeHHEM yKa3aHHOTO B 3aroJIoBKe coeuHeHus (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"-Audropoudennn-3-mm)mernin)- 1 -((1-mMeTrmuKkIonponuia)kapoo-
HUWT)TAPPOJTU U H-3 -FIT)METAHCYITb(OHAMHUT.

K pactBopy N-((2S,3S)-2-((2,3'-mudTopOudeHmI-3-1i1)METHII) ITUPPOTUANH-3 - )MeTaHC Y TbpoHamuma (66
MT), |-MeTHIIHKIoNponaHkapooHoBoi kKucioTel (23,4 mr), DIPEA (46,6 mr) u JIM®A (1 mi) npu KOMHaTHOH
temneparype ao06asnstor HATU (103 mr). CMech nepeMemuBaroT Py KOMHATHOW TeMmIeparype B TedeHue 3 d,
3aTeM J00aBIISIOT K BOJXHOMY pacTBOPY I'HAPOKapOOHATa HATPHS M IKCTPArupyroT cMechio stmnanerar-11d. Op-
TAaHWYECKUH CJION MPOMBIBAIOT BOAOW M HACHIIICHHBIM PACTBOPOM COJH, CYIIAT HaJx OS3BOJHBIM CYIIb(paTOM Mar-
HUS ¥ KOHIEHTPHUPYIOT TIPH TIOHM)KCHHOM JiaBieHHn. OCTaToK OYMINAIOT C ITOMOIIBIO KOJIOHOYHOM XpomaTorpa-
¢un Ha cunKarene (ITHIAETaT/TeKcaH) ¢ MOJy4eHHEeM YKa3aHHOTO B 3ar0JIOBKe coeuHeHus (54,5 mr).

'H SIMP (300 MI', CDCl;) & 0,46-0,61 (2H, m), 0,71-0,80 (1H, m), 0,94-1,03 (1H, m), 1,25 (3H, ¢), 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).

Mpumep 352. N-+((2S,3S)-1-(Azerunun-1-unkapoonnn)-2-((2,3'-qud ropoudenn-3-mi)Me T mpposu-
JIUH-3-MT)METaHCYTb()OHAMII.

K cmecu N-((2S,35)-2-((2,3"-mudTopobudernmn-3-mn)MeTII ) TppoIiInH-3 -1 MeTaHCcyIbporamMuaa (68
mr), DIPEA (48,0 mr) u TT'® (1,6 mu) mpu 0°C pobaBmsitor Ouc(tpuximopmermn)kapoonart (44,1 mr). Cmech mie-
pememmBaroT nipu 0°C B Tedenre 20 MUH U 3aTeM KOHIICHTPUPYIOT TMPH MMOHWKEHHOM naBieHuH. OCTaTokK pas-
Gasisror TT'® (1,6 M) U1 K pacTBOpPY IPHU KOMHATHOM TeMmriepaType no0aBisioT azeTuauH (63,6 mr). CMech 1ie-
pememmBaroT pu 70°C B Teuerne 20 MUH, JOOABISIOT K BOJHOMY pacTBOPY THIPOKapOOHATa HATPUS U DKCTpa-
THPYIOT cMechio dtunaneraT-TI'®. Opranuueckuil ¢a0i NPOMBIBAIOT BOJOM U HACBIIIEHHBIM PACTBOPOM COJIH,
cymaT Hajg 0e3BOJHBIM CyIb()aTOM MarHus ¥ KOHIEHTPUPYIOT NPH MOHMKEHHOM J1aBlieHHH. OCTaTOK OYUINAIOT
C MTOMOIIBIO KOJIOHOYHOHM Xpomarorpaduu Ha cHiIMKareie (METaHOJ/3THIIAlleTaT) ¢ HOJyYeHHEM YKa3aHHOTO B
3aroyioBke coequaenus (40,0 mr).

'H SIMP (300 MI'u, CDCl5) & 1,89-2,01 (1H, m), 2,13-2,26 (3H, m), 2,68 (3H, c), 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).

IMpumep 364. N-((2S,35)-1-(azetraun-1-unkapOoonmn)-2-(0npeHUIT-3-HIMETHI ) TUPPOITUANH-3 -1 )3 TaH-
cynmbhoHaAMUI.

A) tper-bytnn-(2S,3S)-2-(3-6poMbenH3w)-3-((3THICYIH(POHIIT ) aMIHO ) TUPPOITUAMH- | -Kap OOKCHIIAT.

K cmecu tper-0yTin-(2S,3S)-3-amun0-2-(3-6pomben3un) nmuppoauann- 1 -kapookcmnata (3,2 r), TEA (1,37
r) u TT® (50 mi) npu kKoMHATHOU TeMmImieparype nobaBistoT dTaHcyabhormtxiaopun (1,39 ). Cmech mepeme-
MIMBAIOT NPU KOMHATHOM Temmeparype B TedeHue | 4. HepacTBopmMoe BemiecTBO yAasioT (uibTpanueil u
MPOMBIBAIOT ATHIIAIETaTOM. PUIBTPAT KOHIEHTPUPYIOT IPU HOHMKEHHOM JaBieHUH. OCTaTOK OYHIIAIOT C TO-
MOIIBIO KOJIOHOYHOH Xpomartorpaduu Ha CHIMKaresie (dTuianerar/rekcan). [loaydeHHOE Macio KpUCTATM3YIOT
U3 dTHIANeTaTa U pa3daBisioT rekcaHoM. Ocagok coOuparoT GuIbTpannei ¢ MoJy4eHHeM YKa3aHHOTO B 3aro-
JoBKe coequnaeHus (3,46 1).

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

B) tpet-byTun-(2S,3S)-2-(6nudenmn-3-mmmetnn)-3-((3THICYIb()OHIIT ) aMIHO ) TUPPOTHIUH- | -KapOOKCHIIaT.

Cmech Tper-0yTHi-(2S,3S)-2-(3-6pomben3n)-3-((3TUICYIIb(HOHIIT)aMUHO )TUPPOTHINH- | -kapOoKcHIaTa
(1,0 1), pernnboponoBoii kucmotsl (0,409 1), XPhos Pd G3 (0,057 r), IM BomHOTO pacTBopa Tpukaiuiidocdara
(6,71 mu) u TT'® (20 M) mepemermBatot mipu 70°C B Teuenne 1,5 4. CMech KOHIIEHTPUPYIOT. OCTaTOK pacmpese-
JSFOT MEXIY STIITUIANETATOM M BOAOW M SKCTPArupyroT IMOMYYEHHYIO CMECh STHIIALETaTOM. DKCTPAKT IMPOMBI-
BafoT 1M BOXHBIM pacTBOPOM THAPOKCHAA HATPWS M HACHIICHHBIM PAacTBOPOM COJIH, CYIIAT Hajd OE3BOIHBIM
Cynb(aToM MarHus U KOHIEHTPUPYIOT IIPH HOHIWKEHHOM JaBlieHnH. OCTaTOK KPUCTAUTM3YIOT U3 CMECH dTHJIALIe-
TaT/TeKcaH U COOMPAIOT 0CaoK (riIbTparel ¢ MoyYyeHHeM yKa3aHHOTO B 3aroyioBke coeanHeHus (714 mr).

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

C) T'mapoxnopun N-((285,3S)-2-(6udeHunn-3-nImMeTnn) IUppoIuANH-3-1T)3TaHCY T OHAMHUIA.

Cmech Tper-0yTni-(2S,3S)-2-(onpennn-3-unmernn)-3-((3Trcyabp(oHNMII0 )aMIHA ) TP POIU AN H- | -KapOoK-
cunara (714 mr), 4M pacTBopa COJSIHOW KHCIIOTHI B aTHianerate (5 mur) u otuianerata (10 mir) nepemMenyBaioT
B TCUYEHHE HOYM IPH KOMHATHOH TeMmepaType. CMech pa30aBisIOT STHIANIETATOM M 3aTE€M OCaZoK COOMparoT
(bunpTpanuel ¢ moxydeHrneM YKa3aHHOTO B 3ar0JIOBKe coequHeHus (576 mr).

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

D) N-((2S,3S)-1-(Azeruaun- 1 -mkapO6oHnN )-2-(OUP S HUIT-3 -UIMETHI ) TUPPOITUTHH-3 -1 ) 3TaHC Y Th(HO-
HaMH/I.

Cmecp rugpoxsopuga N-((2S,3S)-2-(6udenun-3-nnMeTnn) muppoauauH-3-ui)aTancyabponamuaa (576
mr), DIPEA (391 mr) u TT'® (10 mi1) no xamisM go0aBisiioT K cMecH ouc(TpuxiopMeTri)kapoonara (359 mr) u
TI'® (10 M), MONy4EeHHYIO CMECh IEpEeMEIINBAIOT P KOMHATHOH Temmeparype B TeueHue 30 MMH U 3aTeM
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KOHIEHTPUPYIOT. OCTAaTOK paclpeieisIioT MEeXAY ATUIIALCTATOM M HACBHIIIEHHBIM BOJHBIM PacTBOPOM THAPO-
KapOOHaTa HATPHUs M HKCTPATHPYIOT MOJYYEHHYIO CMech dTHianeTaToM. OpraHuuecKuid CIIOW MPOMBIBAIOT Ha-
CBIIIICHHBIM PacTBOPOM COJIH, CYIIAT HaJ OE3BOIAHBIM CYIh(aTOM MarHus W KOHIICHTPHUPYIOT MPH HOHIKEHHOM
nasiaeHnn. Ocratok cMmemmBaioT ¢ TT'® (10 mir) 1 Kk cMecH NMpU KOMHATHOW TEMITEpaType H00ABIISIOT a3eTHINH
(432 mr). Cmech mepeMemrBaoT Ipy KOMHATHOW Temmepatype B TedeHne 4 4. K cMecn 100aBisIIOT a3eTHINH
(432 wmr), mepeMemMBarOT MOTYICHHYIO CMECh IPU KOMHATHOH TeMmIlepaType B T€UeHHWE 15 MHUH M 3aTeM KOH-
HEeHTPUPYIOT. [10JIydeHHBIN OCTaTOK pacHpeeNTIIOT MEXIY dTHWIaneTaToM U 1M COJNSTHON KUCIIOTOH M DKCTpa-
THPYIOT MOJYYCHHYIO CMECh 3TmianeratoM. OpraHn4eckuil CIoi MPOMBIBAIOT HACBHIIICHHBIM PACTBOPOM COJIH,
cymaT HaJ 0e3BOJIHBIM CYJIB(AaTOM MarHusl ¥ KOHICHTPUPYIOT IIPU MOHMKEHHOM JaBiieHuH. [loydyeHHble Kpu-
CTJUIBl NIEPEKPUCTAIUIM30BBIBAIOT U3 CMECH ITHJ STHJIANETAT/TEKCaH C MOJyYeHHEM YKa3aHHOTO B 3ar0JIOBKE
coeauHeHus (453 mr).

'H IMP (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).

Mpumep 366. (25,35)-2-((3',5'-Aucdropoudenun-3-nm)merun)-N-qumeTin-3-((MeTHICYTbHOHMIT)aMHU-
HO )PP OJIUINH- | -kapOokcaMu .

A)  Tper-bytun-(285,3S)-2-((3",5"-mudTopoudenr-3-nin)metnin)-3-((MeTHICYTH(HOHMIT ) aMUHO ) TUPP OJTH -
IuH- 1 -kapOokcumar.

Cwmech TpeT-0yTnin-(2S,3S)-2-(3-6pomben3min)-3-((MeTHICYIb(OHNI ) aMHHO ) TUPPOITUINH- | -KapOOKCcHIIaTa
(1,73 1), (3,5-mudpropdenmn)dooponoroit kuciots (0,947 r), kapbonara kamus (1,11 1), (A-taPhos),PdCl, (0,135
1), DME (20 ™M) u Boas! (4 mur) nepemernuBatoT nmpu 70°C B Teuenne 2 4. CMech KOHIIEHTPUPYIOT MPH MTOHH-
JKCHHOM JIaBJICHUH W OCTATOK OYHMINAIOT C ITOMOIIBLIO KOJIOHOYHOHW Xpomarorpadun Ha cumkarene (NH, stui-
arerar/rekcaH) ¢ MOJIyYeHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (1,74 r).

MC: [M+Na] 489,3.

B)  Twumpoxmopun  N-((2S,35)-2-((3",5"-mudToporeHuI-3 -1 )METHIT) TUPPOJIUTUH-3 -1JT)METaHCYJIb-
(dhonamuna.

Cmechp  Tpet-0yTmin-(2S,3S)-2-((3",5'-nudropoudenun-3-mr)mern)-3-((MeTHICYTbHOHNIT)aMIHO ) TUPPO-
muanH-1-kap6okcmiata (1,74 r), 4M pactBopa constaoi kucnotel B CPME (18,7 mim) 1 meTtanona (10 mur) mepe-
MEIIMBAIOT IIPA KOMHATHOH Temreparype B TedeHre 2 4. PeakIMOHHYI0 cMeCh KOHIIEHTPUPYIOT NPU MOHMKEH-
HOM naBiieHuH. IlomydeHHOe TBEpIOE BEIIECTBO MPOMBIBAIOT STHIIAIIETATOM C TIOYY€HHEM yKa3aHHOTO B 3aro-
noBke coequHenus (1,47 r).

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

C) (25,3S)-2-((3",5"-AudTopoudenwn-3-mum)mernn)-N,N-tume -3 -((METHICYTb()OHMIT)aMUHO ) TUPP OJTH -
JH- 1 -kapOoKcaMuI.

K cmecu ruppoxmopuma N-((2S,3S)-2-((3',5"-au¢TopoudeHnn-3-mir)Me T ) TP pOoTUANH-3 -1IT ) METaH-
cynbdoramuna (1,47 v) u TT'® (20 mi) npu koMHaTHO# Temreparype no6asisroT TEA (1,29 1) u auMeTriikap-
6amonnxnopun (0,589 r). CMech nmepeMeInBaOT NpU KOMHATHOW TeMIlepaType B TedeHue | 4, K cMecu 100aB-
JSIFOT HACBIIIEHHBIH PAacTBOP COJIM W KOHIIEHTPHPYIOT MOJYYEHHYIO CMeCh IPH MOHMKEHHOM jaaBieHun. OcTa-
TOK OYHIIAIOT C IIOMOIIBI0 KOJIOHOYHOH XpomaTtorpadum Ha cunukaresne (NH, sTuianeraT/TeKcan) ¢ moiaydeH -
€M yKa3aHHOTO B 3aroyioBke coeauuenus (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, c), 3,23-3,38
(2H, m), 3.56-3.65 (1H, m), 3,85-3,93 (1H, ™), 4,41-4,50 (1H, m), 4,69 (1H, n, J=8,6 I'n), 6,73-6,81 (1H, m),
7,06-7,15 (2H, m), 7,32-7,41 (3H, m), 7,49 (1H, ¢).

IIpumep 373. (2S,35)-2-((2,3'-Audropoudenwmn-3-un)mernn)-3-((3TrncyabGoHmT)aMuHO )-N,N-THMe THIT-
MUPPOJIUINH- | -kKapOokcaMu .

A) tper-bytni-(2S,3S)-2-(3-6pom-2-pTopodeH3nin)-3-((3THIICYIIB(OHIIT)aMIHO ) TUPPOJIH TN H- | -Kap-
Gokcwuar.

K cmecn tper-0yTHn-(2S,3S)-3-amuH0-2-(3-6pom-2-¢pTopOeH3mn)nuppoauauH- 1 -kapbokennata (1,20 1),
TEA (0,651 r), DMAP (0,118 1) u TT'® (11,5 mu1) npu KOMHaTHOHW Temneparype A00aBISIOT dTaHCYJIb(OHMUII-
xsopuf (0,620 1). CMech epeMennBaloT pyU KOMHATHON TeMIepaType B TeYEHHUE 2 U, 3aTE€M BBUIMBAIOT B BOAY
Y DKCTparupyroT stuianeratoM. Opranudeckuil ciaoi npomeiBatoT 10% BOJHBIM pacTBOPOM JIUMOHHOW KHCIIO-
TBI, BOXHBIM PAacTBOPOM THIpOKapOOHATa HATPUSA M HACBHIIICHHBIM PAcTBOPOM COJIM, CyIIaT HaJ Oe3BOJHBIM
Cynp(GaToM MarHUs W KOHIEHTPHPYIOT IPHU MOHMKEHHOM JaBieHnH. OCTaTOK OYHUINAIOT C IIOMOIIBIO KOJIOHOY-
HOW XxpomaTorpaduu Ha cuiuKareie (dTHIANETAT/TeKCaH) ¢ MOTYYCHHEM YKa3aHHOTO B 3arOJIOBKE COCIUHEHUS
(1,43 ).

MC: [M-H] 463,1.

B) tper-Bytnn-(2S,3S)-2-((2,3"-mudropobudennn-3-mr)meTn)-3 -((3TUICYIb(POHNIT )aMHHO ) ITHPPOTH TN H-
1-xap6okcuiar.

Cmech  Tpet-0yTHia-(28S,3S)-2-(3-6pom-2-hropoen3ni)-3-((3THICYIB(OHIIT)aMIHO ) TUPPOJIHINH- | -Kap-
6okcunara (465 mr), (3-propdenmn)ooponosoit kuciotsl (280 mr), XPhos Pd G3 (42,3 mr), IM BoxHOTrO pac-
TBOpa Tpukanmiigocdara (3,00 M) u TT'D (11 mur) nepemermBarot B atMochepe aprona npu 70°C B Teuenue 1
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4. PeakimoHHY0 CMech BBUTUBAIOT B BOJHBIA PacTBOP THIPOKapOOHATa HATPUSA M IKCTPATHPYIOT TOITYYCHHYIO
cMech aTminaneTatoM. OpraHudecKuil CI0M MPOMBIBAIOT BOJOHM M HACHIIICHHBIM PaCTBOPOM COJH, CYIIAT HaJ
0e3BOIHBIM CyIh(PATOM MarHus ¥ KOHICHTPUPYIOT IPH IMOHIKEHHOM AaBieHHH. OCTaTOK OYHINAIOT C TIOMO-
b0 KOJIOHOYHOM XpoMaTorpaduu Ha CHITMKarese (3THIAETaT/TeKcaH) ¢ TIOJydeHHEeM YKa3aHHOTO B 3ar0JIOBKE
coenuHeHUs (449 Mr).

MC: [M-H] 479,2.

C) N-((28,35)-2-((2,3"-AudTopobudennn-3 -mr)MeTHIT) TUPPOJIU TUH-3 -1 )3 TAHCYIb(oHAMU .

K comecn  tper-0ytun-(2S,3S)-2-((2,3"-mudTopoudenm-3-mn)mernn)-3-((3THICYTHHOHIIT ) aMHUHO )TTHP-
pommauH-1-kapOokcunaTa (444 mr) u Tonyona (4,8 1) mpu KoMHaTHOH Temneparype no6asisor TOYK (4,8
). CMech MepeMENIMBaOT IPH KOMHATHON TeMIlepaType B TEUCHUE | 9 M 3aTeM BBUIMBAIOT B HACHIIICHHBIN
BOJIHBIA PacTBOpP THIpOKapOOHATa HATPHUS TPHU OXJaXIACHUU JTbaoM. CMech moamenadnBaoT 1o pH 8 ¢ momo-
IBI0 KapOOHAaTa KalMs M HKCTPAarupyroT cMechbio stuanerar/TT'®. Opranndeckuii ciioi IpOMBIBAIOT BOJIOU U
HACHIIIICHHBIM PACTBOPOM COJIM, CYIIAT HaJ OC3BOJHBIM CYJIb()AaTOM MarHus W KOHIICHTPUPYIOT MPH MOHUKCH-
HOM JaBjieHUU. OCTaTOK OYHMIIAIOT ¢ TIOMOIIBI0 KOJOHOYHOH xpomarorpaduu Ha cwimkarene (NH, meranon
JTUJIAIIETAT) C MOJyYeHUEM YKa3aHHOTO B 3aroyioBke coenuHeHus (341 mr).

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

D) (2S,35)-2-((2,3'-Aucpropoudennn-3-um)MeTwi)-3-((3THICYTb(HOHMIT)aMUHO ) TUPP OTH I H- | -kKap6o-
HIIXJIOPHI.

K cmecn N-((2S,3S)-2-((2,3"-mudTopobudern-3-mn)MeTII ) TuppoIuIuH-3-1)3Tancynbponamuaa (215
mr), DIPEA (146 mr) u TT'® (4,8 mu) npu 0°C nobasmnstor ouc(tpuxmimopmernin)kapoonar (134 mr). Cmech me-
pememuBaroT npu 0°C B Teuenne 10 MuH, a 3aTeM NpH KOMHATHOM TeMmneparype B TeueHue 10 muH. CMech BBI-
JIMBAIOT B BOAY M SKCTPArupyroT MOJIYYECHHYIO cMech dTHianeTaToM. OpraHndecKui c1oi OTaesnstoT, MpOMbIBa-
FOT BOJIOH M HACBIIICHHBIM PACTBOPOM COJIM, CYIIAT HAJ OC3BOIHBIM CYIb(aToOM MarHUs U KOHICHTPUPYIOT MPH
MOHIKEHHOM JaBiieHHH. OCTaToOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cuiHMKareie (3Ti-
areTaT/TeKCcaH), MONyYCHHBIC KPUCTAUIBI COOMPAIOT (DUIBTPAIlCH M TMPOMBIBAIOT CMECHIO JTUU3ONPOIMIOBBIN
3¢up/rekcan ¢ MolydeHneM yKa3aHHOTO B 3aT0JIOBKE coeTMHEHNs (223 MT).

MC: [M-H] 441,1.

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

K comecn  (2S,35)-2-((2,3'-mudropoudenni-3-min)MeTwn )-3-((3THICYIb()OHUIT)aMUHO )TUPPOTH TN H- | -
kapoonmnxiopuaa (110 mr) u TT'® (1,9 M) mpu KOMHaTHOU TemmepaType mo0aBistoT 2M pacTBOp TUMETHIIA-
muHa B TT'® (0,373 mur). CMmech epeMeInBaoT Npu KOMHATHOH TeMIriepatype B TedeHue 30 MHH, a 3aTeM IpH
70°C B Teuenne 10 muH. CMech BBUIMBAIOT B BOJHBIM PAacTBOpP THMIPOKapOOHATAa HATPHUSI M SKCTPArupyroT cMe-
ceio strnanetar/TI'®. OpraHudeckuii CIOH OTIACINSAIOT, IPOMBIBAIOT BOJOW W HACHIIICHHBIM PAacTBOPOM COJIH,
cymar Hajg 0e3BOJHBIM CYJIb(}HaTOM MarHus U KOHIICHTPUPYIOT IPU MOHMKEHHOM JaBiicHUH. OCTaTOK OYHUINAIOT
C TIOMOIIBIO KOJOHOYHON XpoMaTorpa(uu Ha CHJIMKAreye (METaHOJ/TUIIAICTAT) ¢ MOJYYCHHUEM YKa3aHHOTO B
3aroJyioBke coequaeHus (97,0 mr).

'H SIMP (300 MI'u, CDCl3) & 1,27 (3H, T, J=7,4 T), 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 T'm), 3,62 (1H, ar, J=10,3, 7,9 I'm), 3,88-3,98 (1H, m), 4,48-4,59
(2H, m), 7,02-7,10 (1H, m), 7,16 (1H, T, J=7,6 I'm), 7,20-7,25 (1H, m), 7,26-7,31 (2H, m), 7,32-7,43 (2H, m).

[Tpumep 387. N-((2S,35)-2-((2,3'-Audropoudenmn-3-nn)mMetnn)- 1 -(2-ruApoKCH-2-METHIITPOTIaHO-
W) TAPPOJTA TN H-3 -HIT) METAHCYIIb(HOHAMHUT.

K cmecu N-((2S,35)-2-((2,3"-mudTopobudernmn-3-mn)MeTII ) TuppoTu IuH-3 -1 )MeTaHcyIbGporamuaa (60
MT), 2-THIPOKCH-2-METHITIpOniaHoOBOH Kuciotel (22,2 mr), DIPEA (42,3 mr) u JIM®A (1 M) mpu KOMHaTHOH
temniepatype no6asisor HATU (93 mr). CMech nepeMemnBaoT Mpu KOMHAaTHOM Temieparype B TedeHue 3 4,
3aTeM PEaKIMOHHYIO CMECh BBUIMBAIOT B BOJHBIN PAacTBOp THIPOKAapOOHATa HATPHS M IKCTPATUPYIOT CMECHIO
stunanerat/TT'®. OpraHudeckuil ol OTIENSAIOT, MPOMBIBAIOT BOJIOW M HACBIIICHHBIM PACTBOPOM COJIH, CyIIAT
HaJl OE3BOAHBIM CYJIh(ATOM MAarHus M KOHICHTPUPYIOT MPH MOHKEHHOM JaBieHHU. OCTaTOK OYHUIIAOT C TO-
MOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cHiMKarese (MeTaHOJ/3TIIALETaT) ¢ HOIydYeHHEM YKa3aHHOTO B 3aro-
JIOBKe coenunenus (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, ™), 3,68 (2H, ym.c), 3,84 (1H, ym.c), 3,97-4,10 (1H, m), 4,74 (2H, ym.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).

NnmmroctpaTuBHbIi mpumep 389.

N-((2S,35)-2-((2,3'-mudpropoud enmi-3-un)mMeTnn )- 1 -(2-rugp oKCH-2 -METHITIIPOTIAHOMIT ) TU PP OJTA N H-3 -
WT)3TaHCYIb(GOHAMHI (HE BXOJUT B 00BEM MPEACTABICHHOTO H300PETEHN).

K cmecn N-((2S,35)-2-((2,3'-mudTopOrteHna-3-wi)METHI) TUPPOITUANH-3 -1 )ITaHCyIbhoHamuaa (59
MT), 2-TUAPOKCHU-2-MeTIInponanoBoi kucioTel (21,0 mr), DIPEA (40,1 mr) u JJM®A (1 mu1) nmpu KOMHATHOH
temriepatype nob6asisior HATU (88 mr). CMech nepeMemmBaoT Mpu KOMHaTHOHM TeMIeparype B TedeHue 3 d,
3aTeM BBUIMBAIOT B BOAHBIH pacTBOp I'MApOKapOOHAaTa HATPHUS U IMOJNYYEHHYIO CMECh IKCTPAarupyroT CMECHIO
stinanerat/TT'®. OpraHudeckuil ol OTIENSAIOT, MPOMBIBAIOT BOJIOW M HACBIIICHHBIM PACTBOPOM COJIH, CyIIAT
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HaJl 0E3BOAHBIM CYJIb()ATOM MarHusi 1 KOHIEHTPUPYIOT NPH MOHIKEHHOM JaBiieHHH. OCTaTOK OYHMILAIOT C MO-
MOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha cuiuKarese (MeTaHOJ/3THIALETaT) ¢ HOIydYeHHEM YKa3aHHOTO B 3aro-
JoBKe coequHeHus (62,4 mr).

'H SIMP (300 MI'u, CDCly) & 1,22 (3H, 1, J=7,4 I'y), 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, tan, J=8,4, 2,6, 1,0 I'n), 7,15-7,25 (2H, m), 7,27-7,32
(2H, m), 7,36-7,44 (2H, m).

Ipumep  395.  N-((2S,35)-1-(2-T'mapoxcu-2-meTunmponanown)-2-((2,3'5'-rpudpTopoudeHm-3 -mn)me-
THJ)TAPPOIMIAH-3 -1 )METaHCYITb(HOHAMHUI.

A)  Ttper-bytmin-(2S,35)-3-((MeTmicynbdonrna)amMmuno)-2-((2,3",5'-tpud ropOnd e HMIT-3-HiT)METHI ) TUPPO-
JTMUH-1-kapOokcuar.

Cmecy  Tper-OyTHn-(2S,3S)-2-(3-6pom-2-propoen3mmn)-3-((MEeTUICYTH(POHUIT)aMIHO ) T PPOITU TN H- | -Kap-
ookcmiara (450 mr), (3,5-mudTopdenmn)ooponoBoit kucaots! (315 mr), XPhos Pd G3 (42,2 mr), 1M BomHOTO
pactBopa Tpukamuidocdara (2,99 mi) u TT'D (11 mu) nepememmBaioT B armocdepe aprona npu 70°C B Tede-
HHe | 4. PeaknumoHHYIO cMech BBIIMBAIOT B BOJHBIN pacTBOP IHApOKapOOHAaTa HATPUS M SKCTPArHpyIOT MOJy-
YEHHYIO CMeCh dTHianeTatoM. OpraHuuecKui CIOW MPOMBIBAIOT BOJON M HACBHIIICHHBIM PacTBOPOM COJIH, CY-
maT HajJ 0e3BOJHBIM CyJIb(}aTOM MarHus M KOHIEHTPUPYIOT IIPU MOHIKCHHOM JaBieHNH. OCTaTOK OYMINAIOT C
TTOMOIIBIO0 KOJIOHOYHOUW XpoMaTorpaduu Ha CHIMKarelse (ITUAIeTaT/TeKCaH) ¢ MOJyICHHEeM YKa3aHHOTO B 3a-
TOJIOBKE coequHeHUs (482 mr).

MC: [M-H] 483,2.

B) N-((25,3S)-2-((2,3",5'-TpudtopOoudeHuI-3 -1T)METHI ) TUPPOIUINH-3 -HIT)METAaHC YT (HOHAMHI.

K cMmecH TpeT-0yTHi-(2S,3S)-3-((Metuncynsponmn)amuno)-2-((2,3",5'-rpudropoud enni-3-mm)me-
THI)IUppONUAnH-1-kapOokcunara (477 mr) u tonyona (5,2 MiI) pW KOMHAaTHOM Temreparype H0O0aBisIOT
TDVYK (5,2 mi). Cmech nepeMeInBaioT NP KOMHATHOH TeMIepaType B TeueHHe | 4 ¥ 3aTeM NpH OXJIAXKICHUH
JIHJIOM BBUIMBAIOT B HACHIICHHBI BOAHBINA pacTBOp ruipokapbonarta Hatpus. CMech noimenaunBaror 10 pH 8 ¢
MOMOIIBI0 KapOOoHaTa Kalusl M OKCTPAarupyroT cMmechio stuinanetat/TI'®. Opranuueckuii cioif MpoMbIBalOT BO-
JIOM 1 HacCBIIIEHHBIM PacTBOPOM COJIH, CyIIAT HaJl O€3BOJAHBIM CYJb()AaTOM MAarHus M KOHICHTPUPYIOT TPH HO-
HIDKEHHOM J1aBiieHHH. OCTaTOK OYMINAIOT ¢ OMOIIBIO KOJIOHOYHOH Xpomartorpadun Ha cunukarene (NH, mera-
HOJI ATHJIAIIETAT) C TIOTyYeHHUEM YKa3aHHOTO B 3arojioBke coenuueHus (339 mr).

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

C)  N-((28,35)-1-(2-I'mapokcu-2-meTumpornanomn)-2-((2,3',5'-tpudTopoud e Hu-3 -1 )MEeTHIT ) T PP OJIH -
JINH-3-MT)METaHCYTb()OHAMII.

K cmecn N-((2S,35)-2-((2,3",5'-TpudTopordeHri-3 -1uia)MeTHI) T pPOJTU TN H-3 -1 ) METAaHC YT OHAMHU A
(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 nepeMeIinBaroT Ipy KOMHATHOM TeMIieparype B Te4eHue 3
Y, 3aT€M BBUIMBAIOT B BOAHBIH pacTBOp I'MAPOKapOOHATa HATPHS M SKCTPArupyroT cMecbio stunanerat/TTd.
OpraHuyeckuii cI0i OTAEINSIOT, IPOMBIBAIOT BOJOH M HACKHIIICHHBIM PacTBOPOM COJIM, CyIIAT HaJl O€3BOJHBIM
Cynb(haToOM MarHus ¥ KOHIEHTPUPYIOT NPH MOHIKEHHOM JaBiieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJOHOY-
HOW XpomaTorpaduu Ha cuuKaresie (METaHOJ/ATHIIAIETAT) ¢ TIOTydYeHUEM YKa3aHHOT'O 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, nx, J=14,0, 8,0 I'ry), 3,63-3,84 (3H, ™), 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, T, J=7,6 T'n), 7,26-7,31 (1H, m), 7,44 (1H, T, J=6,7 I'y).

[Tpumep 399. (2S,35)-3-((3tuncynbdonnn)amuno )-N,N-gumetnn-2-((2,3',5'-rpudropdbudennn-3-
WJT)METHI) TAPPOJTU TN H- | -kapOokcaMu .

A) (28,35)-2-(3-bpom-2-thropoenznn)-3-((3Tuncynshonmt)aMuHo )-N,N-TUMe TP PO AnH- 1 -Kap-
OOKCaMULI.

K cmecu  tper-Oyrun-(2S,3S)-2-(3-6pom-2-¢pTopoensnn)-3-((3THiacynb(pOoHII)aMHUHO ) TUPPOIUINH- | -
kapOokcunara (340 mr) 1 MeOH (1 Mi1) mpyt KOMHaTHOH TemriepaType 100aBisitoT 4M pacTBOp CONSTHON KHCIIO-
el B CPME (3,65 mur). CMech nepeMemmBaioT B TeUeHHE | 9 ¥ 3aTeM KOHLEHTPUPYIOT NPH IIOHWKEHHOM J1aB-
nenun. Ilomyuennsiit ocratok cmemmBaioT ¢ TT'® (4 mi). K cMecn npu KOMHAaTHOH Temneparype H00aBIIsIOT
TEA (739 wmr) u numetmnkapoamomnxiopu (393 mr). Cmech nepemermuBaroT pu 70°C B Teuenue 1 4. K peak-
IIMOHHOW CMEeCH JOOAaBISIOT HACBIIIEHHBIH PACTBOP COJM M 3KCTPArUpyIOT MONYyYCHHYIO CMECh 3THIIALETATOM.
OKCTpakKT cymar Hajx 6e3BOAHBIM Cynb(haToM HAaTPHUsI U KOHLIEHTPHUPYIOT NPH MOHIKEHHOM AasieHuu. [lomy-
YEHHOE TBEPJOE BEILIECTBO IPOMBIBAIOT ATUIJIAIICTATOM C IIOJyYCHHEM YKa3aHHOTO B 3aroJIOBKE COEAMHEHUS
(327 mr).

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

B) (2S,35)-3-((Oruncynsponmn)amuno)-N,N-mumernin-2-((2,3',5"-rpud ropoudenn-3-mi)mMeTnn) mppo-
TMauH-1-kapOokcamu.

Cmech (28,3S)-2-(3-6pom-2-¢pTopoensnn)-3-((aTricyabporua)aMuHo )-N,N-IUMe THIITHPPOTU TN H- | -Kap-
6okcamuna (70,4 mr), (3,5-mudropdpennn)oopornoBoit kuciots (38,2 mr), XPhos Pd G3 (4,10 mr), 1M BogHOTO

-73 -



039459

pactBopa Tpukanuiipocdara (0,484 M) u TT'® (2 mi) nepemermBarot npu 70°C B Teuenue 1,5 u. K cmecu no-
0aBJISIIOT HACBHIIIEHHBIH BOJIHBIN pacTBOp I'MAPOKapOOHATa HATPHS M SKCTPArupyroT MOIYyYEHHYIO CMECh 3THII-
arieraTroM. OpraHYecKnil CII0i OTAEINSIOT, IPOMBIBAIOT HACKIIIEHHBIM PACTBOPOM COJIH, CyIIaT HaJ O€3BOJHBIM
cynb(haToOM MarHus ¥ KOHIEHTPHPYIOT NPH MOHIKEHHOM JaBieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOY-
HOM xpomatorpaduu Ha cwimkarene (NH, stunanerar/rekcan) ¢ moJiydeHHEM YKa3aHHOTO B 3aroJIOBKE COENIHU-
HeHus (62,0 mr).

'H SIMP (400 MI'u, IMCO-dg) & 1,20 (3H, T, J=7,3 T'm), 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, nxn, J=13.4, 5,7 I'ny), 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'm), 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, m, J=6,8 I'my).

ITpumep 402. N-((2S,3S)-1-1300yTrpun-2-((2,3',5'-rpudropOrdeHun-3-ni)MeTHI ) TppoNTuAnH-3 -
WI)METaHCYIb()OHAMHUL.

K cmecn N-((25,35)-2-((2,3",5'-rpucTopordeHun-3-nir)Me T ) TUp POSTU AN H-3 - 1T )METaHCYIb(OHAMHU 1A
(60 mr), TEA (47,4 mr) u TT'® (1,4 mur) mpu KOMHaTHOH TeMmeparype A00aBISIOT 2-METUIPONIAaHOMIXIIOPU
(33,3 mr). CMech nepeMeInBaioT Npyu KOMHATHOH TeMIlepaType B TeueHue | 4, 3aTeM BBUIMBAIOT B BOJHBIN pac-
TBOp THUApPOKapOOHATa HATPHUS U IKCTPArUPYIOT cMechio dTmnanetar/TT'®. OpraHudeckuid clioil MpOMBIBAIOT
BOJIOM M HACBIIIEHHBIM PAacTBOPOM COJIH, CyIIaT HaJ O0E€3BOAHBIM Cylb(aTOM MarHus U KOHLEHTPHUPYIOT NPH
MOHIKEHHOM JaBiIeHHH. OCTaTOK OYHMINAIOT C MOMOINBI0 KOJOHOYHON Xpomarorpaduy Ha CHIIMKarene (MerTa-
HOJI/TWJIALIETAT), MMOJIYYCHHOE TBEPJIOE BEIIECTBO cOOMparoT (GuiIbTpanueld U MPOMBIBAIOT CMECHIO JTMH30IIPO-
TTUJIOBEIH d(Hp/TeKcaH ¢ MOJYICHHEM YKa3aHHOTO B 3ar0JI0BKe coenHeHUs (56,7 MT).

'H SIMP (300 MI'u, CDCl3) 8 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).

ITpumep 404. N-((2S,35)-2-((3",5'-MudTopoudenr-3-mn)Mernn)- 1 -(2-ruApOKCH-2-ME THIITTPOTIAHOWII ) TTHP-
PpOIMANH-3-WIT)3TaHCYIb(OHAMU.

A) Ttper-Bytun-(2S,35)-2-((3",5"-mudropoudenni-3-mn)meTri)-3-((3THICYIH(HOHIIT)aMHHO ) TUPPOIIH THH-
1-xap6okcunar.

Cmech  Tper-OyTmin-(2S,3S)-2-(3-6pomben3nin)-3-((3THiacy I OHIIT)aMHHO ) TUPPOIHIMH- | -kapOoKcuiaTa
(1,00 r), (3,5-mudpropdenmn)ooponoBoit kuciote (0,529 1), XPhos Pd G3 (0,057 r), IM BogHOrO pactBopa
tpukanmuiipocdara (6,71 mi) u TT'D (20 M) nepememmBaroT nipu 70°C B TedeHne 2 4. PeakimoHHyI0 cMech
KOHILCHTPUPYIOT MPH MOHIKCHHOM JIaBJICHHHU, OCTAaTOK Pa30aBIIsIOT HACBHIIICHHBIM BOJHBIM PACTBOPOM THAPO-
KapOoHaTa HATPUs W SKCTPArHPYIOT MOJIYYEHHYIO CMeCh dTHianeTaToM. OpraHuuecKui CIIOW MPOMBIBAIOT Ha-
CBIIIIEHHBIM PACTBOPOM COJIM, CYIIAT Haj 0e3BOIHBIM CyNb(aTOM MarHusl U KOHLIEHTPUPYIOT NIPH MOHWKEHHOM
JapneHnH. OCTaTOK OYMINAIOT C IOMOIIBIO KOJOHOYHOW xpomatorpadum Ha cuimkarene (NH, stumane-
TaT/TeKCaH) ¢ IOJyUYeHHEM yYKa3aHHOTO B 3aroyioBke coenunenus (1,08 r).

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

B) I'uapoxnopun N-((2S,35)-2-((3",5"-nndTopoudeHNI-3 -1 ) METHIT ) TUPP OJIH I H-3 -JT) STAHCYITb-
(dhonamuna.

K cmecu tper-Oyrun-(2S,3S)-2-((3",5"-nudpropoudennin-3-mm)meTr)-3-((3THICYIbGOHIIT)aMHHO ) THP-
pommauH-1-kapbokcmnata (1,10 r) n sTranerara (5 MiT) Ipu KOMHATHOW Temneparype no6asisiror 4M pactBop
coJIIHOHU KUcoTHI B aTHinanerate (11,2 mur). CMeck mepeMemBaioT pu KOMHATHON TeMIIepaType B TeYeHHUe 2 4
¥ KOHLEHTPHUPYIOT IPHU MOHIKEHHOM AaBieHHH. [lomydeHHOE TBeproe BELIECTBO cOOMpAIOT (GMIbTpamuen c
JTUJIANIETATOM M CYIIAT C MOJYICHHEM YKa3aHHOTO B 3ar0JIOBKe coequHeHus (875 mr).

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

C) N-((25,3S)-2-((3",5"-AudTopoudenm-3-um)MeTn)- 1 -(2-ruApOKCH-2 -METHIITPOTIAHOWIT ) TUPPOITH THH-
3-un)3TaHCyab(hOHAMHUI.

K cmecn rumpoxiopuma  N-((2S,3S)-2-((3",5'-andTopoudeHun-3 -1r)MeTHIT) TUP PO AN H-3 - 1T ) TaH-
cynsponamuna (100 mr), 2-ruapokcu-2-MetminponanoBoit kuciotsl (32,5 mr), DIPEA (62,0 mr) u JIM®A(1
MJI) TIpH KOMHaTHO# Temneparype no6asmstor HATU (137 mr). Cmech nepeMenBaioT pu KOMHATHOH TeMIte-
parype B TeueHue 3 4, K peakKIMOHHOH cMecH 100aBIISIOT BOAY U OKCTPAarupyroT NOJIyYSeHHYIO CMECh dTHIIAIleTa-
ToM. OpraHu4ecKuid CIION MPOMBIBAIOT BOAOI M HACHIIICHHBIM PAaCTBOPOM COJIH, CyIIAT HaJl OE3BOIHBIM CYIIb-
(aToM MarHusl ¥ KOHLEHTPUPYIOT MPU HMOHMWKEHHOM jaBieHHH. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOH
xpoMaTorpaguu Ha CuiIdKareiae (METaHOJI/THIIANETAT) W MEPEKPHUCTAUTU30BBIBAIOT W3 CMECH JTHJAlle-
TaT/TeKCaH ¢ MOJIyIeHHEM YKa3aHHOTO B 3aroyioBke coeanHeHus (60,0 mr).

'H SIMP (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, m), 7,65 (1H, c).

IIpumep 417. N-((2S,3S)-2-((2,3'-MudTopoudenr-3-mn)MeTnn)- 1 -(2-ruApOoKCH-2-ME THIITTPOTIAHOWII ) TTHP-
ponuanH-3-1i)- 1 -pTOpMETaHCYTb(POHAMHUT.

A)  tper-bytnn-(2S,3S)-2-(3-6pom-2-pTopdensmn)-3-(((hropMeTri)cybHOHMIT)aMUHO )TUPPOTHINH- 1 -
KapOOKCHJIaT.

K cmecn tper-0yTHn-(2S,3S)-3-amuH0-2-(3-6pom-2-¢pTopOeH3mn)nuppoauauH- 1 -kapbokennata (1,24 1),
DIPEA (0,859 1) u TT'® (11 M) mpu 0°C ngobasinstot hropmerancynbpormnxmopun (0,484 r). Cmech nepeme-
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IIMBAIOT IPU KOMHATHON TeMIeparype B TeueHHe | 4, 3aTeM BBUIMBAIOT B BOAY M AKCTPArHPYIOT STHIIALETATOM.
Opranuyeckuii ClOH HMPOMBIBAIOT BOAHBIM PAacTBOPOM THIpOKapOOHAaTa HATpHs M HACBHIIIEHHBIM PacTBOPOM
COJIH, CymaT Haja Oe3BOOHBIM Cynb(aToM MarHus W KOHIICHTPHUPYIOT IPH MOHIDKEHHOM aaBieHHH. OCTaTok
OYHIIAIOT C TTOMOIIBIO0 KOJIOHOYHOH Xpomatorpaduu Ha CUIHKareie (3THJIAIETaT/TeKCaH) ¢ MOJIyIeHHEM YKa-
3aHHOTO B 3arojioBke coenuuenus (1,49 r).

MC: [M-H] 466,9.

B) N-((25,3S)-2-(3-6pom-2-hTopOeH3WIT) TUPPOTUANH-3-111)- | -hTOpMETaHCYTH(HOHAMHUT.

K cmecn Tper-OyTmin-(2S,3S)-2-(3-6pom-2-pTopoensmn)-3-(((hTopMeThn)CyanHOHMIT)aMUHO ) TUPPOIIH-
nuH-1-kapookcmnata (1,48 r) u Tomyona (16 mur) npu KomMHaTHOW Temmeparype nobasisttor TOYK (16 mi).
CmMech niepeMeIBaloT P KOMHATHOW TeMIIepaType B Te4eHHe | 4 U 3aTeM BBIIMBAIOT B HACHIIIIEHHBIH BOTHBIA
pacTBop rHApoKapOOHaTa HATPHS MPH OXJIaKAEHUH JibioM. CMech noanienaynBatoT 1o pH 8 ¢ momorbio kap-
OoHaTa Kanus M 3KCTparupyrot cMechio stmnanerar/TI'® (3:1). Opranudeckuii ciioif MPOMBIBAIOT BOJOH U Ha-
CBIIIEHHBIM PACTBOPOM COJIM, CYIIAT Haj 0e3BOIHBIM CYNIb(ATOM MarHus U KOHLIEHTPUPYIOT NPH MOHM)KEHHOM
nasneHnr. OCTaTOK OYMINAIOT ¢ MOMOIIBI0 KOJIOHOYHOW Xpomarorpadun Ha cuinukarene (NH, meranon stui-
areTar) ¢ MoJydeHHEeM YKa3aHHOTO B 3aroyioBke coenuuenus (1,09 r).

MC: [M+H]" 368,9.

C) N-((25,3S)-2-(3-bpom-2-pTopoen3mn)- 1 -(2-TuapoKCcH-2-Me THITP ONIAHO W ) TUPPOTH TN H-3 -11)- 1 -hTOp-
METaHCYIb()OHAMUI.

K cmecn N-((2S,3S)-2-(3-6pom-2-hropOeH3un ) muppoauanH-3-mui)- 1 -gropmerancynsdhonamuma (556 mr),
2-THAPOKCHU-2-METHIIIPONIaHOBOM KUcIOTHI (204 mr), DIPEA (389 mr) u JIM®A (10 mur) npu KOMHATHOH TeM-
neparype pobasisitor HATU (859 mr). Cmech nepemMemnBaioT Ipd KOMHATHOW TeMIepaTtype B TedeHue 3,5 d,
3aTeM pEaKkIMOHHYI0 CMECh BBUIMBAIOT B BOAHBIA PAacTBOpP TMAPOKapOOHATa HATPHUS M HKCTPArHPYIOT CMECHIO
stinanerat/TT'®. Opranudeckuii 10 MPOMBIBAIOT BOJON M HACBHIIICHHBIM PAaCTBOPOM COJIM, CYIIAT Hax Oe3-
BOJHBIM CYJIb()aTOM MarHus ¥ KOHIEHTPUPYIOT NPU MMOHM)KEHHOM JaBJICHUH.

[ToxyueHHoe TBepaoe BEWIECTBO COOMPAlOT (WIBTpAUMEH W MPOMBIBAIOT MPOCTBHIM JUHU3ONPOINUIOBBIM
3¢upom ¢ TosrydeHneM yKa3aHHOTO B 3ar0JIOBKe coennHeHus (627 MT).

MC: [M+H]" 455,0.

D) N-((2S,35)-2-((2,3"-Audropbudennn-3-mn)meTin)- 1 -(2-ruapoKkcH-2 -Me THITPOTIAHO T ) ITUPP OJTH TUH-3 -
nn)-1-propmerancynbdonamu.

Cmech  N-((2S,35)-2-(3-6pom-2-pTopbensmn)- 1 -(2-Tuapokch-2-MeTHIIITPOTTAHOWIT ) TUPPOJTUTUH-3 -1 )- 1 -
¢dbropmerancynshonamuaa (73 mr), (3-bropdennn)ooporoBoii kucnothl (44,9 mr), XPhos Pd G3 (6,79 wmr), IM
BOJHOTO pactBopa Tpukamuidocdara (0,481 mn) u TI'® (1,6 M) mepememmBaioT B aTMocdepe aproHa npu
70°C B Teyenue | 4. PeaknmoHHYIO cMech BBUIMBAIOT B BOJHBIM pacTBOP T'MApPOKapOOHaTa HaTPHs M dKCTparu-
PYIOT MOJyYEHHYIO CMech dTHianeraToM. OpraHudecKuii cJioi MpOMBIBAIOT BOJOH M HACHIIIEHHBIM PAacTBOPOM
COJIM, cymIaT HajJ OC3BOAHBIM CyNIb(pAaTOM MarHWs M KOHLEHTPUPYIOT IPH IMOHWKEHHOM JaBieHHH. OcTaTok
OYMIIAIOT C ITOMOIIBIO KOJOHOYHOW Xpomarorpaduu Ha CHIIMKareie (3TWIAleTaT/TeKcaH) ¢ MOIydYeHHEM yKa-
3aHHOTO B 3aroJIOBKe coeauHeHus (57,0 mr).

'H SIMP (300 MI'u, CDCl3) & 1,42 (3H, c), 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, »g, J=14,0, 8,0 I'm), 3,62-3,88 (3H, m), 4,03-4,12 (1H, ™), 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'-AudTopoudenr-3-mn)Metnn)- 1 -(2-ruApOKCH-2 -ME THIITTPOTIAHOWII ) TTHP-
ponuauH-3-1i)- 1 -pTOpMeTaHCYTb(POHAMHUT.

A)  tper-Bytnn-(2S,3S)-2-(3-6pombensuin)-3-(((hTopMeTHT)CyTbHOHMIT)aMUHO ) TUPPOIUIUH- | -KapOOK-
CHJIAT.

K cmecn tper-6yTn-(2S,3S)-3-amuHo-2-(3-6pomOen3mn)mupponuaus-1 -kapookeunara (1,22 1), DIPEA
(0,888 1) u TI'® (12 M) mpu 0°C nobasmsror propmerancyibhonmnxiaopun (0,501 r). Cmeck nepeMennBaoT
NPy KOMHATHOH TeMmeparype B TedeHHe 1,5 4, BBUIMBAIOT B BOAY M SKCTParupyror dTiiaaneratoM. Opranude-
CKHUH CJIOH MPOMBIBAIOT BOJHBIM PAcTBOPOM THMIpOKapOOHATa HATPUS M HACHIIICHHBIM PACTBOPOM COJIM, CyILIaT
HaJl 0E3BOAHBIM CYIb()ATOM MarHusi 1 KOHIEHTPUPYIOT NPH MOHIKEHHOM JaBiieHHH. OCTaTOK OYHUILAIOT C MO-
MOIIBIO0 KOJIOHOYHOW Xpomarorpaduy Ha CHIIMKarelse (3TUiIAleTaT/TeKcaH) ¢ IMOJydYeHHeM yKa3aHHOTO B 3aro-
noBke coequHeHus (1,46 r).

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

B) N-((25,3S)-2-(3-bpombensun)muppoauant-3-mi)- 1 - ropmeTancynbHoHaAMUI.

K cMmecu tper-0ytun-(2S,3S)-2-(3-6pombensmn)-3-(((hropmerni)cynbHoHNIT)aMIH ) TUPPOITUANH- | -Kap-
6okcunata (1,45 1) u Tomyona (15,5 M) mpu koMHaTHOUW TemmepaTtype nobasistor TOVYK (15,5 mim). Cmech
MepeMeIINBalOT IPH KOMHATHOM TeMIieparype B TeueHHe | 4 M 3aTeM BBUIMBAIOT B HACBIIICHHBIH BOAHBIN pac-
TBOP THIpOKapOOHaTa HATPHA MPU OXJIaKAEHUH oM. CMech nmosmenadnBarot 10 pH 8 ¢ momomsio kapbona-
Ta KaJusl U 9KCTparupyror cmechbio stuinaneTat/TI'®. Opranudeckuii ol IPOMBIBAIOT BOJOI M HACHIIIEHHBIM
pacTBOpPOM COJIH, CyIIaT Hajx O0e3BOJIHBIM CyIb(aToM MarHus ¥ KOHIECHTPUPYIOT NPH MOHWKEHHOM JaBJICHHH.
OcTaToK OYMIIAIOT C MMOMOIIBIO KOJIOHOYHOH Xpomarorpadun Ha cuiukarene (NH, Meranon stuianerar) ¢ no-
JTy4eHHEM YKa3aHHOTO B 3ar0JIOBKe coenHeHus (693 mr).

MC: [M+H]" 350,9.
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C) N-((2S,35)-2-(3-bpombensun)- 1 -(2-ruapokcu-2-Me THIIITPOIIAHOMIT ) TUPPOIUANH-3-1i1)- 1 - TopMeTaH-
cynb(hOHAMHUII.

K cmecn N-((2S,35)-2-(3-6pombensun)muppoiauant-3-mn)- 1 -gropmerancynphonamunaa (692 wmr), 2-
TUAPOKCHU-2-METHIITPONIaHOBOM KUCIOTHI (267 mr), DIPEA (509 mr) u JIM®A (13 mu1) mpu KOMHATHOM TeMIIe-
parype nobasnstor HATU (1,12 r). CMech iepeMenBaioT pH KOMHATHOHN TeMIieparype B TedeHue 3,5 4, 3a-
TEeM BBUIMBAIOT B BOJTHBIA PacTBOP THApPOKapOOHATA HATPHS M SKCTPArupyroT cMmechio stwnanerat/TT ®. Opra-
HUYECKHUH CJIOH MPOMBIBAIOT BOJOH M HACHIIEHHBIM PACTBOPOM COJIH, CYIIAT HajJ Oe3BOAHBIM Cyab(aToM Mar-
HHS ¥ KOHIICHTPHUPYIOT IIPH NOHIKEHHOM JaBlieHHH. OCTaTOK OYHMINAIOT C MOMOIIBIO KOJIOHOYHOM XpoMaTorpa-
¢um Ha cunMKarese (ITUIALETAT/TEKCaH) ¢ NOTyYSeHHEM YKa3aHHOTO B 3aroJIoBKe coenHeHus (788 mr).

MC: [M+H]" 437,0.

D) N-((2S,3S)-2-((3",5'-Aucropoudenmn-3-mm)merun)- 1 -(2-rugpoKcn-2-MeTHINPOTIAHOWIT ) THPPOITH AN H-
3-un)-1- propmerancynbhonamu.

Cmech  N-((285,35)-2-(3-6pombeHn3m)- 1 -(2-ruapoKkcu-2 -MeTHINPOIaHOWIT ) TUPPOIUANH-3-1i1)- | -hTopMe-
tancynbdonamuna (71 mr), (3,5-mudropdenmn)doponoroii kucnotsl (51,3 mr), XPhos Pd G3 (6,87 mr), 1M
BOAHOTO pacTBopa Tpukamuiidocdara (0,487 mm) nu TT'D (1,6 mMa) mepeMenMBalOT B aTMocdepe aprona mpu
70°C B Teuenue 1 4. PeaknmmoHHYIO cMech BBUIMBAIOT B BOJHBIA PacTBOP THApOKapOOHATa HATPHUS M IKCTparu-
PYIOT MOJYYEHHYIO CMeCh dTHIaneTaToM. OpraHMYecKuid 10l MPOMBIBAIOT BOJOI M HACHILIEHHBIM PacTBOPOM
CoJY, cymaTr Hajx Ge3BOXHBIM CyNIb(aTOM MarHus M KOHLEHTPHPYIOT IPU MOHIDKEHHOM AaBlieHHH. OCTaTok
OYHIIAIOT C TTOMOIIBIO0 KOJOHOYHON Xpomatorpaduu Ha CUIHKarene (3THJIAIETAT/TeKCaH) ¢ MOJyIeHHEM yKa-
3aHHOTO B 3arojioBke coenuHeHus (41,4 mr).

'H SIMP (300 MI'u, CDCl3) & 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, ymr.c), 4,03-4,13 (1H, m), 4,55-5,04 (4H, m), 6,79 (1H, T, J=8,9, 2,3 T'nm), 7,05-7,14 (2H, m), 7,31-7,51
(4H, m).

Mpumep 423. 1-®rop-N-((25,35)-1-(2-runpokcu-2-merunmponanomn)-2-((2,3",5"-rpudropobudenun-3-
WJT)METHIT) TUPPOITH I H-3 -1JT) METaHCYJIb()OHAMUI.

Cmecy  N-((28,3S)-2-(3-6pom-2-pTopdbenswn)-1-(2-runpoKch-2-MeTHIPONaHOWIT ) TUPPOIUINH-3-11)- 1 -
¢ropmerancynsponamuaa (73 mr), (3,5-mudropdenmn)ooponosoit kucaoTsl (50,6 mr), XPhos Pd G3 (6,79 mr),
IM BomHOTO pactBopa Tpukanuiipocdara (0,481 M) u TT'D (1,6 M) mepemMemmBarOT B aTMocdepe aprona npu
70°C B Teuenue 1 4. PeaknmoHHyI0 cMech BBUIMBAIOT B BOJHBIA PacTBOP THApOKapOOHATa HATPHUS M DKCTparu-
PYIOT MOJIYYEHHYIO CMeCh dTHIaeTatoM. OpraHMYecKuid 10l MPOMBIBAIOT BOJOI M HACHILIEHHBIM PacTBOPOM
CoJY, cymart HaJx 6e3BOXHBIM CylIb()aToOM MarHus M KOHIEHTPHPYIOT NPU MOHIDKEHHOM AaBieHHH. OCTaTok
OYHIIAIOT C TTOMOIIBIO0 KOJOHOYHOH Xpomatorpaduu Ha CUIHKareie (d3THJIAIETAT/TeKCaH) ¢ MOJIyIeHHEM yKa-
3aHHOTO B 3aroJioBKe coenuHeHus (44,4 mr).

'H SIMP (300 MTI'ti, CDCl3) & 1,41 (3H, c), 1,43 (3H, ¢), 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).

[Mpumep 424. 1,1-qudrop-N-((25,3S)-1-(2-ruapokcu-2-merunmnponanonn)-2-((2,3",5"-rpudropobudenun-3-
WJT)METHIT) TUPPOJTHINH-3 MIT)METaHCYIb()OHAMMUI.

A) tper-byrun-(2S,3S)-2-(3-6pom-2-pTopoensnn)-3-(((andpTopMeTHIT)CYNB(HOHUIT)aAMUHO ) TUPPOJTHIUH- | -
KapOOKCHJIaT.

K cmecu tper-0ytnn-(2S,3S)-3-amuno-2-(3-6pom-2-propOensun)mupponuant- 1 -kapookcmnata (1,33 1),
2,6-mu-tper-oyTmmupuanaa (1,50 v) u TT'® (11 M) npu -78°C mobaBistoT 1udTOpMETaHCYITh(HOHITIXIOPH]T
(1,07 ). Cmech nepememmuBatot nipu 0°C B Teuenne | 4, 3aTeM BBUIMBAIOT B BOJY M dKCTPAardpyrOT dTHIIAIETa-
TOoM. OpraHuYecKuil cJI0i NPOMBIBAIOT BOJHBIM PACTBOPOM T'MAPOKapOOHATa HATPUS M HACBHILIEHHBIM PacTBO-
POM couH, Cylat Hag 0e3BOJHBIM Cylab()aToM MarHus U KOHLEHTPUPYIOT IPH NOHIKEHHOM JaBieHHH. OCTaToK
OYMIIAIOT C ITOMOIIBIO KOJOHOYHON Xpomarorpaduu Ha CHIIMKareie (3TWIAleTaT/TeKcaH) ¢ MOIydYeHHEM yKa-
3aHHOTO B 3ar0JIOBKE coeAnHEHUS (955 mr).

MC: [M-H] 484.,9.

B) N-((28,35)-2-(3-bpom-2-¢propbenznn)nupponuaus-3-ui)- 1, 1 -mudropmerancynspornamu.

K cmecu tper-0ytn-(2S,3S)-2-(3-6pom-2-dropdensun)-3-(((audropMeTriT)cyapGoHMIT)aMIHO ) THPPO-
muauH-1-kapookcmnata (949 mr) u tonyona (10,2 mi) mpu KoMHaTHOH TemmnepaTtype nobasnsitor TOVYK (10,2
mi1). CMech IepeMellnBaloT P KOMHATHOI TeMmepaType B Te4eHHe 1 4 M 3aTeM BBUIMBAIOT B HACHIICHHBIH
BOJIHBIN PacTBOp THAPOKapOOHATa HATPHA NPH OXJIAXKACHHH JbaoM. CMech moamenadnsaoT 1o pH 8 ¢ momo-
b0 KapOoHaTa KaIHMsS W dKCTParupyroT cMechio atuianerar/TI'd. OpraHudeckuii cioi MpoOMBIBalOT BOJOU U
HACBIIEHHBIM PAaCTBOPOM COJIH, CYyIIAT Hax Oe3BOIHBIM CYIb(aTOM MarHusi M KOHLEHTPUPYIOT IPH ITOHMKEH-
HOM paBiieHMH. OCTaTOK OYHINAIOT C IOMOINBIO KOJOHOYHOHW Xpomartorpadum Ha cuumkarene (NH, mera-
HOJI/THJIALIETAT) C TIOMyYEHHUEM YKa3aHHOTO B 3ar0JIOBKe coennHeHus (643 Mmr).

MC: [M+H]" 386,9.

C) N-((2S,3S5)-2-(3-bpom-2-propbensnin)-1-(2-ruapokcu-2-Me THIIIPOTIaHOMIT ) TUPpOosIUANH-3 -1i)-1, 1 - nu-
¢dropmeTaHCynbhOHAMHU.

K cmecu N-((285,3S)-2-(3-6pom-2-dropoen3mn)muppoauaun-3-mn)- 1,1 -mudpropmerancynpponamuaa (639
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MT), 2-TUIPOKCH-2-METHIIPOIIaHoBOi kucnotel (223 mr), DIPEA (427 mr) u JIM®A (11 mi) npu KOMHaTHOH
temniepatype nobasisitor HATU (941 mr). Cmech nepeMennBaioT Ipy KOMHATHOM TeMIeparype B TedeHue 3,5
4, 3aTeM BBUIMBAIOT B BOJHBINA pacTBOpP THAPOKAPOOHATA HATPHUS M DKCTPATUPYIOT cMechio atunarerat/ T d.
OpraHuyeckuil cI0i IPOMBIBAIOT BOJOH M HACHIICHHBIM PACTBOPOM COJIH, CyIIAT HaJ 0€3BOJHBIM CYJIb(haToM
Marfvsi ¥ KOHIEHTPUPYIOT NPH NOHIKCHHOM JaBieHHH. OCTaTOK OYHUINAIOT C IIOMOIBI0 KOJJOHOYHOH XpOMaTo-
rpaduu Ha CHIIHKaresie (dTHIANETAT/TeKCaH) ¢ TIOIyYeHHEeM YKa3aHHOTO B 3arojioBke coequHeHus (702 mr).

MC: [M+H]" 473,0.

D) 1,1-Iudrop-N-((2S,3S)-1-(2-rumpokcu-2-merunnponanont)-2-((2,3',5'-rpudropoud enmi-3-um)me-
THIT)TUPPOJTUANH-3 -1 ) METaHCYIb(HOHAMHU/.

Cmecp N-((28,3S)-2-(3-06pom-2-pTopdensmn)-1-(2-runpoKkcu-2-MeTHIPONaHO I ) TUPPOIUANH-3-1i)- 1, 1 -
mudropmerancyibhonamuna (76 mr), (3,5-mudropdenmn)ooponosoii kucnotsl (50,7 mr), XPhos Pd G3 (6,80
mr), 1M BoxHoro pactBopa Tpukanuidocdara (0,482 mi) u TI'D (1,6 Mir) nepememuBatoT B atMmocgepe aprona
npu 70°C B Teyenue 1 4. PeakumoHHyI0 cMech BBIJIMBAIOT B BOJIHBII pacTBOp I'MApPOKapOOHaTa HATPHSI U SKCTpa-
THPYIOT MOJYYEHHYIO cMech dTianeraToM. OpraHndeckuii CJI0H MpOMBIBAIOT BOJOH M HACHIIIEHHBIM PacTBO-
pOM coutl, CyIaT Haja 0e3BOAHBIM CyNIb(GaTOM MarHus U KOHIEHTPHPYIOT MPH MOHIKEHHOM AaBieHHH. OCTaTok
OYHIIAIOT C TTOMOIIBIO0 KOJIOHOYHOH Xpomatorpaduu Ha cUIHKarene (3THJIAIETAT/TeKCaH) ¢ MOJyIeHHEM yKa-
3aHHOTO B 3aroJjioBke coequHeHus (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, mn, J=14,0, 7,8 I'm), 3,64-3,80 (3H, m), 4,11-4,22 (1H, m), 4,75 (1H, ym.c), 5,10 (1H, ymr.c),
6,04 (1H, T, J=54,0 '), 6,83 (1H, 1, J=8,9, 2,3 I'n), 7,01-7,09 (2H, ™), 7,21 (1H, T, J=7,6 'n), 7,26-7,32 (1H,
M), 7,43 (1H, T, J=6,4 I'y).

Mpumep 428. N-((2S,3S)-2-((3"-Xnop-2,5"-nudropoudennn-3-mi)merun)- 1 -(2-ruapokcu-2-MeTHIIIporna-
HOWJI)TUPPOJIUANH-3-MIT)METaHCYTb(HOHAMHU/.

A) I'mapoxnopun N-((28,3S)-2-(3-6pom-2-hTopOSH3MIT) TUPPOITUIUH-3 -1 )METaHCYIb(OHAMHUI.

K tper-0yTun-(2S,3S)-2-(3-((6pom-2-propOensmn)-3-((MeTHICYTb(OHMIT)aMUHO ) TUPPOJIUANH- | -KapOOK-
cuiary (5 T) Ipu KOMHATHOH TemIiepaType 100aBisioT 4M pacTBOp COJITHOM KHCIIOTHI B dTHianerate (22,2 mi).
CmMech mepeMenrBaloT NP KOMHATHOM Temneparype B TedeHne 10 4 n 3aTeM KOHIEHTPUPYIOT IPH ITOHWKEH-
HOM JaBneHuu. [lomyueHHOE TBEpIOE BELIECTBO MPOMBIBAIOT IPOCTHIM JHU3ONPOMHUIOBEIM 3(DUPOM C MOIyde-
HUEM YKa3aHHOTO B 3aroJioBke coenunenus (4,11 ).

MC: [M+H]" 351, 1.

B) N-((2S,35)-2-(3-BpoM-2-hropOen3nn)- 1 -(2-ruApoKCcH-2 -METHIITTPOTIAHOWI ) TUPPOITU ANH-3 -1 )METaH-
cynmbhoHAMUI.

K cmecu tumpoxmopuma N-((25,3S)-2-(3-6pom-2-hTopOeH3MIT ) TUPPOTHINH-3 -HIT)METAaHCYTb(HOHAMH A
(4,11 1), 2-runpoxcu-2-mMetunnponanoBoit kuciotsl (1,32 r) u IM®A (40 mu) mpu KOMHATHOH TeMmeparype
nob6asisiior HATU (4,84 1) mu TEA (4,29 r). CMech nepeMeInBaoT B TEYEHHE HOUM P KOMHATHOW TemIiepa-
Type, 3aTeM K PeaKIMOHHOW CMECH J100aBIISIOT HACHIIICHHBIN BOAHBIN pacTBOp THApPOKapOOHaTa HATPHSI U DKCT-
parupyroT HOIyYeHHYIO cMech dTianeTatoM. OpraHMdecKuil IO OTIEISIIOT, IPOMBIBAIOT BOAOH M HACHIIICH-
HBIM PacTBOPOM COJIH, CyIIAT Haj O€3BOJHBIM CyJIb(AaTOM MarHus M KOHIEHTPUPYIOT TPH MOHMKEHHOM JIaBJie-
HUU. OCTaTOK OYHIIAIOT C TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha CHINKaresie (3TUIAIeTaT/TeKcat) ¢ ToIy-
YeHUEM YKa3aHHOTO B 3arojioBke coequHerus (3,30 r).

MC: [M+H]" 437,2.

C)  N-((28,35)-2-((3'-Xmop-2,5'-mudTopordeHu-3-un)MeTnn)- | -(2-ruApOKCH-2 -ME THIITTPOTIAHOFII ) TTHP-
PONUINH-3-HJT)METAHCYIb(OHAMHUT.

Cmech  N-((2S5,3S)-2-(3-6pom-2-hTopOenH3mn)- 1 -(2-ruapoKCcH-2-Me THIP ONTAaHOWI ) ITUPPOTIHTAH-3 -HIT)Me-
tancyiabponamuna (70 mr), (3 xnop-5-propdenun)doponosoii kucnorsl (41,9 mr), XPhos Pd G3 (4,06 mr), IM
BOJHOTO pacTBopa Tpukaiuidocdara (0,480 mmwn) u TT'D (2 min) nepemernmparot npu 70°C B Teuenue 1 u. Pe-
aKIMOHHYI0 CMECh OYMIIAIOT C IOMOIIBIO KOJIOHOYHOH xpomatorpaduu Ha cuimkarene (NH, srtunane-
TaT/TeKcaH), a 3ateM ounianT ¢ momoripio BOXKX (C18, noasmwkHas (asa: Boga/alleTOHUTPHI (COICPKALIHIA
0,1% T®VYK)). K nonyuennoit ¢ppakuuu 100aBIsIOT HACHIILICHHBIH BOJHBIH pacTBOP TUApOKapOOHaTa HATPUS U
9KCTParkupyroT MOIYYECHHYIO CMeCh dTHinaneraToM. OpraHM4ecKuii ClIol MPOMBIBAIOT HACHIIIEHHBIM PacTBOPOM
COJIM, CyIIaT Haj 6E3BOAHBIM CYIb(AaTOM MAarHUs ¥ KOHICHTPUPYIOT NPH MOHIKEHHOM JIaBICHHUH C TIOJTyYeHUEM
YKa3aHHOTO B 3arojioBKe coequHeHus (19 mr).

'H SIMP (400 MT', 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).

Ipumep 431. N-((2S,35)-2-((3"-Xnop-2-propdbudenmn-3-mm)metun)- 1 -(2-ruIpoKcH-2-MeTHITIPOIaHO -
W) TAPP OJTA TN H-3 -WIT)3TAaHCYTb(OHAMUT.

A) I'mopoxnopua N-((28,3S)-2-(3-6pom-2-hTopOSH3UIT ) TUPPOITHIUH-3 -1 )3TaHC YL OHAMHIA.

K  tper-0yrnn-(2S,3S)-2-(3-6pom-2-pTopoensnn)-3-((3THiIcy1bPpOHIIT)aMHHO )TUPPOIUIUH- | -KapOOKCH-
narty (847 mr)npu KOMHaTHOH TemrepaTtype 100aBisioT 4M pacTBOp CONSIHON KHMCIOTHI B dTHianeTare (8 mi).
CmMech nepeMeInBaoT NPy KOMHATHOW TeMIlepaType B TeUeHHE | U ¥ 3aTeM KOHLEHTPUPYIOT IPH MOHM)KEHHOM
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nasneHun. [lomydyeHHOE TBEepOE BEIIECTBO NMPOMBIBAIOT STHIIALIETATOM C MOJyYCHUEM YKa3aHHOTO B 3ar0JIOBKE
coenuHeHus (527 mr).

MC: [M+H]" 364,9.

B) N-((2S,3S)-2-(3-bpom-2-pTopoen3mn)- 1 -(2-rTuapOoKCH-2-MEeTHIATIPOTIaHO U ) TUPPOTUIUH-3 -1J1 ) TaH-
cynmbhoHAMUI.

K cmecu runpoxnopuna N-((2S,3S)-2-(3-6pom-2-GTopOeH3WI) TUPPOSIMINH-3 -1 )3TaHcynbponamua (727
MT'), 2-THIPOKCH-2-METHIIIPOTIAHOBOM KUCTOTHI (227 mr) u JIM®A (5 mun)nipu KOMHATHOH Temmeparype no0aB-
nsitoTr HATU (1,03 1) u TEA (549 mr). CMmech iepeMeInmBaroT Ipy KOMHATHON TeMIepaType B TeueHue 2 9, 3a-
TEM K PEaKIMOHHOW cMecH JOOABISIOT HACHIICHHBIN BOTHBIA pacTBOp THAPOKapOOHAaTa HATPHSl U SKCTparupy-
IOT TIOJY4EeHHYIO cMech dTmiarieraroM. OpraHM4ecKuil CIIOH OTAENSIOT, NPOMBIBAIOT BOJOW M HACHIIIEHHBIM
pacTBOpPOM COJH, CyIIaT Hajx O0e3BOJIHBIM CyIb(aToM MarHusl U KOHIECHTPUPYIOT NPH MOHWKEHHOM JaBJICHHH.
OcTaToK OYMIIAIOT C TOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha cuirkaresie (3THIAeTaT/TeKCcaH) ¢ OoIyYeHHU-
€M yKa3aHHOTO B 3aroJIoBKe coenHeHus (569 mr).

MC: [M+H]" 451,0.

C)  N-((28,35)-2-((3'-Xumop-2-propoudenni-3-mm)MeTwn)- 1 -(2-TuapoKCcH-2 -METHITITPOTIAHOWIT ) T PP OJTH-
JINH-3-WIT)3TaHCYTb(OHAMUT.

Cwmech N-((2S,35)-2-(3-6pom-2-propOen3un)- 1 -(2-ruapoKCcH-2 -METHIIITPOTIAHO WIT ) TUPPOITAAMH-3-HJT )3 TaH-
cynshonamuaa (60 mr), (3-xmopdenmn)ooponoBoit kuciotsl (31,2 mr), XPhos Pd G3 (3,38 mr), 1M BoaHOTO
pactBopa Tpukanmidocdara (0,399 M) u TT'D (2 M) nepememmBaroT pu 70°C B Teuenne 1 4. PeakiimoHHyIO
CMECh OYHIIAIOT C TIOMOINBIO KOJOHOYHOW XpomaTorpadum Ha cummkarene (NH, sTunmanerar/rekcan), a 3atemMm
ounmiaor ¢ nomorpsio BOXKX (C18, nogsmxkHas dasa: Boga/aneronurpui (copepxamuii 0,1% TDVYK)). K no-
JMy4eHHOU (hpakiyu JOOABISIOT HACBHIIICHHBIA BOJHBIA PACTBOP THAPOKAPOOHATA HATPHS U IKCTPATUPYIOT IIO-
JyYeHHYIO CMeCh dTHianeraToM. OpraHHu4ecKuil Clol MPOMBIBAIOT HACHIMICHHBIM PACTBOPOM COJIM, CYIIAT Hal
0€3BO/IHBIM CYJIB(ATOM MarHus W KOHICHTPUPYIOT NPH IOHKEHHOM JIaBJICHHUH C MOJY4YE€HHEM yKa3aHHOTO B
3aroJjioBKe coenuHenus (38 mr).

'H SIMP (400 MT', 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).

Ipumep  435.  N-((2S,395)-1-(2-I'mapokcu-2-metunmpornanomn)-2-((2,3',5'-rpudpropoudenmn-3 -mn)me-
THJ)TAPPOTHINH-3 -HIT)dTAaHCYTb(POHAMHUT.

Cwmech N-((2S,35)-2-(3-6pom-2-propOen3nn)- 1 -(2-ruapoKCcH-2 -METHIIITPOTIAHO WIT ) TUPPOITAMH-3 -1 )3 TaH-
cynmsonamuaa (70 mr), (3,5-mudropdhennn)doporoBoit kucnotsl (36,7 mr), XPhos Pd G3 (3,94 mr), IM BoaHO-
ro pactBopa Tpukaymidocdara (0,465 vur) u TT'D (3 mi) nepememmusatot npu 70°C B Teuenue 1,5 4. Peaknm-
OHHYIO CMECh PAaCHpEIeISIOT MEXKIY 3THUIAETATOM M BOJOW M SKCTPAarupyloT MOJYyYEHHYIO CMECh dTHIIAIeTa-
ToM. OpraHu4eckuil ci0il MPOMBIBAIOT BOJHBIM PacTBOPOM THIPOKapOOHATa HAaTPHUs W HACHIIIEHHBIM PacTBO-
poM coun, cymiat Haj 0e3BOAHBIM CY/Ib(aTOM MarHusi 1 KOHICHTPUPYIOT NP MMOHWKEHHOM JaBieHuH. OcTaTok
OYMIIAIOT C TIOMOIIBIO KOJIOHOYHOM Xpomarorpadun Ha cuimkarene (NH, meranon/atunanerar). [lomy4yeHHbIH
TBEPABIA MPOAYKT MEPEKPUCTAIIM30BBIBAIOT M3 CMECH JITHIIAIETAT/TeKCaH/BOAa C IOJIydYeHHEM YKa3aHHOTO B
3aroJioBke coenuHeHus (65,9 mr).

'H SIMP (400 MI'u, CDCLy) & 1,24 (3H, t, J=7,3 T'), 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, ymr.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).

IMpumep 437. N-((2S,3S)-2-((3'-Xmop-2,5'-mudropoudenmi-3-un)metnn)- 1 -(2-rugpoKCcr-2 -MeTHIIIIPOTIa-
HOWUT) TUPPOITUIHH-3 -1 )3 TaHCyIb(HOHAMHI.

Cmech N-((28,3S)-2-(3-6pom-2-¢Topoen3ni)- 1 -(2-TuApOKCH-2 -ME TP OTIAHO VI ) TUPP OJTU I H-3 -HJT ) S TaH-
cynsponamuna (70 mr), (3-xsop-5-¢pTopdennn)ooponosoit kucnots! (40,6 mr), XPhos Pd G3 (3,94 mr), 1M
BOJHOTO pacTBopa Tpukamuiipocdara (0,465 mi) u TT'® (3 mi) nepemermBaror pu 70°C B Teuenune 2,5 u. Pe-
aKIMOHHYIO CMECh PACHpENeSIIOT MEXIY dTHIALETaTOM M BOJOW M DKCTPArHpyIOT MOJYYEHHYIO CMECh J3THII-
arnieraroM. OpraHudeckuii ClIOH TPOMBIBAIOT BOJHBIM PAaCTBOPOM I'MIpOKapOOHaTa HaTpUsl U HACHIIICHHBIM pac-
TBOPOM COJIH, CyIIaT HaJ 0e3BOAHBIM Cyib()aTOM MarHus M KOHIEHTPUPYIOT NPU MOHMKEHHOM JaBiieHnu. Oc-
TaTOK OYMINAIOT C IMOMOIILI0 KOJOHOUHOW XpomaTorpadum Ha cunmukarene (NH, metanon/atun amerar). [lomy-
YEHHOE TBEPOE BEIIECTBO MIEPEKPUCTAITN3OBBIBAIOT U3 CMECH 3THIIAIICTAT/TEKCAH/BO/Ia C MOTyYCHUEM yKa3aH-
HOTO B 3aroyioBke coeaunenus (10 mr).

'H SIMP (400 MI'u, CDCl;) & 1,24 (3H, T, J=6,8 '), 1,40 (3H, c), 1,41 (3H, yurc), 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, ymr.c), 7,04-7,22 (3H, m), 7,23-7,35 (2H, m), 7,37-7,47 (1H, m).

Ipumep  439.  N-((2S,395)-1-(2-I'mapokcu-2-metunmpornanomn)-2-((2,3',5'-tpudpropoudenmn-3 -mn)me-
THJT) TP POJTAIMH- 3 -WIT) [IUKIIONPONAHCYIb(HOHAMU.

A)  tper-bytun-(2S,3S)-2-(3-6pom-2-dpropoeHsm)-3 -((IUKIONpONHICYTb(OHMIT)aMUH ) TUPPOITH IHH- 1 -
KapOOKcHIaT
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K cmecu tper-0ytHin-(28S,3S)-3-amuno-2-(3-6pom-2-propbensmn)nupponuant- 1 -kapookcunara (1 r), TEA
(0,542 ), DMAP (0,327 r) u TT'® (10 mu1) mpu KOMHATHOW TeMIlepaTrype 100aBIsIOT UKIONPOTAHCYIb(OHMII-
xyopun (0,753 r). Cmech nepememuBatoT pu 50°C B Teuenue 3,5 9 ¥ 3aTeM K PEaKIIMOHHOW CMECH JT0OaBIISIOT
sTunaneraT. HepacTBopuMmoe BeIecTBO YAAISMIOT QHIbTpAiel U GUIBTPAT KOHIICHTPUPYIOT IPH MOHMKEHHOM
naBiaeHnr. OCTaTOK OYMIIAIOT ¢ TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha CUIHKarelne (dTHIANETaT/TeKCaH) ¢
MOJTydeHHUEM YKa3aHHOTO B 3aroyioBke coenuuenus (1,2 r).

MC: [M+H-Boc]" 377,1.

B) INunpoxmopun N-((2S,3S)-2-(3-6pom-2-GTopOSH3 M) TUPPOITHANH-3 -1 ) IAKJIOMPOAaHC YT OHAMHUIA.

K tper-6yrnn-(2S,3S)-2-(3-6pom-2-¢pTopoen3nin)-3-((HuKIOnponHiICyIb(OHIIT)aMHHO ) TUPPOITHIMH- | -
KapOokcuary (722 Mr) mpu KOMHaTHOH TeMIieparype 100aBisitoT 4M pacTBOp CONSIHON KHCIIOTHI B ATHJIAIETa-
te (7,56 mur). CMech nepeMeIInBaroT NP KOMHATHOH TEMIIepaType B TCUCHHE 2 U U 3aTeM KOHIEHTPUPYIOT IpU
MOHIKEHHOM JiaBiieHHH. OCTaTOK MPOMBIBAIOT JHUHM3OIPONIIOBEIM 3(DUPOM C TOJydYEHHEM YKa3aHHOTO B 3aro-
JIOBKE coequHeHus (617 mr).

MC: [M+H]" 377,1.

C) N-((2S,35)-2-(3-bpom-2-pTopdensmin)- 1 -(2-TuapoKch-2-MeTHIITPOTTAHOWIT ) T PP OJIU T H-3 -FLIT ) ITUKIIO0-
MPOTAHCYTH()OHAMUI.

K cmecu rtumpoxmopuma N-((2S,3S)-2-(3-0pom-2-GTopOSH3WIT)TUPPOITHIINH-3-FIT) ITUKIOMPOTIAHCYITh-
dbonamuma (607 mr), 2-THAPOKCHU-2-METHITIPONIaHOBOK KUCIOTHI (183 mr) m JIM®PA (10 mi) npu KOMHATHOH
temmieparype nodasisitor HATU (837 mr) u TEA (445 mr). CMech iepeMenIuBaioT Py KOMHATHOHN TeMIepaTy-
pe B TeueHHe 2 1, 3aTeM K PEaKIIMOHHON cCMecH JoOaBIAIOT HACKHIIIICHHBIN BOIHBIN pacTBOp OMKapOOHaTa HATPHUS
Y OKCTPArupyIOT HONYYCHHYI0 CMECh dTmiianeratoM. OpraHn4ecKuil CJIoi OTIENSIIOT, MPOMBIBAIOT BOJIOH W Ha-
CBIIIICHHBIM PACTBOPOM COJIH, CYIIAT HaJ OC3BOJHBIM CYIb(aToOM MAarHus U KOHIICHTPHUPYIOT NP NOHMKEHHOM
napieHnH. OCTaTOK OYMINAIOT C TOMOIIBIO KOJIOHOYHOHM XpoMmaTorpaduy Ha cuiinkarelsie (3THiIaneTaT/TeKcaH) ¢
MOIY4YEeHUEM YKa3aHHOTO B 3aT0JIOBKE coeuHeHus (527 mr).

MC: [M+H]" 463,1.

D)  N-((2S,35)-1-(2-I'mapokcu-2-metumpornanomn)-2-((2,3',5'-tpudTopoud e Hu-3 -1 )Me T ) TU PP OJIH -
JTAH-3 -WT)[TAKITOTIPOTIAHCYIb () OHAMU.

Cmech N-((2S,35)-2-(3-6pom-2-pTopoensmn)- 1 -(2-TuapoKkcH-2-MeTHITPOTIAHO UIT ) T PP OJTH T H-3 -HJT ) [TAK-
nonpormancynbonamunaa (73,3 mr), (3,5-mudTopdenmn)ooponosoit kuciots (37,5 mr), XPhos Pd G3 (4,02 mr),
IM BomHoTO pacTtBopa Tpukamuiipocdara (0,475 mu) u TT'® (3 M) nepemermuBarot npu 70°C B Teuenne 1,5 4.
PeakunoHHYI0 CMECh paclpenesioT MeXy STHIAIICTaATOM W BOJOH M KCTParupyroT HOITYICHHYIO CMECh THII-
arieratoM. OpraHMYECKHUIA CIOH MPOMBIBAIOT BOJHBIM PACTBOPOM THIPOKapOOHATA HATPHS W HACHIIICHHBIM pac-
TBOPOM COJIH, CyIIaT HaJ 0e3BOAHBIM CyJb()aTOM MarHus M KOHIEHTPUPYIOT NPU MOHIKEHHOM JaBiieHnu. Oc-
TaTOK OYMIIAIOT C IOMOIIBIO KOJIOHOYHOM Xpomarorpaduu Ha cuukarene (NH, sTnnarerar/rekcan) ¢ moiyye-
HHEM YKa3aHHOT'O B 3aroJioBke coeanHeHus (35,8 mr).

'H SIMP (400 MT', CDCl3) & 0,83-0,98 (2H, M), 1,10 (2H, ymr.c), 1,38 (3H, ym.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, m), 3,71 (2H, ymr.c), 3,86 (1H, ym.c), 3,95-
4,06 (1H, m), 4,78 (1H, ym.c), 4,96 (1H, r, J=7,1 I'n), 6,81 (1H, T, J=8,4 I'n), 6,99-7,11 (2H, m), 7,12-7,20 (1H,
M), 7,22-7,31 (1H, m), 7,40 (1H, ym.c).

IMpumep 362. N-((2S,3S)-1-(Azetuaun-1-unkapooumn)-2-((3',5"-mudTopoudeHn-3 -mr)MeTHI) T PP OIIH-
JIUH-3-WT)3TaHCYTb(OHAMUT.

A)  (2S5,35)-2-((3",5'-dudrop[oudenw]-3-mr)meTn)-3-((3THICYIb(OHNI )aAMHHO ) TUPPOITUIHUH- | -KapOo-
HIIXJIOPHI.

K cmecu ruapoxmopuma N-((2S,35)-2-((3',5'-nudropoudeHnn-3 -1ir)MeTHII) TUPP O IMH-3- 1T )3 TaH-
cympdonamuna (1,0 r), DIPEA (0,620 r) u TT'® (30 mu) mpu 0°C 1o6aBusioT OUC(TPUXIOPMETHI)KapOOHAT
(0,569 1) B TT'® (5 mu). [Tocne nepementuanus npu 0°C B TeueHue 10 MUH cMech HAarpeBarOT 1O KOMHATHON
TEeMITepaTyphl U MIEpEMENINBAIOT B TeyeHne 3 4. CMech KOHIEHTPUPYIOT B BakyyMe. OCTaTOK pacTUpParoT ¢ THII-
aleTaToM M YAAIAIOT HEpacTBOPUMOE BeUIeCcTBO (GuibTpanueid. PuibTpar KOHIEHTPHUPYIOT B BakyyMme. OcTaTok
OYMIIAIOT C ITOMOIIBIO KOJOHOYHOW Xpomarorpaduu Ha CHIIMKarene (3TWIAleTaT/TeKcaH) ¢ MOIydYeHHEM yKa-
3aHHOTO B 3aroJyioBke coenunenus (1,06 r).

MC: [M-H] 441,2.

B) N-((28,35)-1-(Azetunun- 1 -unkap6oumn)-2-(3",5'-mudTopord eHuI-3 -1 )METHIT ) TUPPOJIU TUH-3 -
M)A TaHCYTB()OHAMUT

K comecu (25,3S)-2-((3',5"-mudrop[oudennn]-3-mr)meTwn)-3-((3THICYIb()OHMIT)aMUHO )TUPPOJTHTUH- | -
kapoonmixiopuaa (500 mr), azeruauna (129 mr) u TT'® (10 M) mpu KOMHATHOH TemmepaType no6asisioTr TEA
(343 mr). Cmech nepeMeIInBarOT pH KOMHATHOH Temneparype B TedeHue 3 4, 3ateM pasbasistor TT'® u yna-
JSIFOT HEPacTBOPUMOE BemlecTBO (uibTparueld. GuibTpaT KOHLUEHTPUPYIOT B BakyyMme. OCTaTOK OYHINAIOT C
MIOMOIIBI0 KOJIOHOYHOH XpomaTtorpaduu Ha CHIMKaresie (METaHOJ/3THIIAeTaT) U IMePEeKPUCTaUIN30BEIBAIOT M3
CMECH STHJIALIETAaT/TeKCaH C MOJIyUYCeHHEM YKa3aHHOTO B 3aroyioBke coenuueHus (380 mr).

'H SIMP (300 MI', 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'm), 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),
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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).

Mpumep 372. N-+((2S,3S)-1-(Azerunun-1-unkapoonnin)-2-((2,3'-qud ropoudenu-3-mi)Me T mpposu-
JINH-3-WT)3TaHCYIb(OHAMUT.

AzetunuH (244 MT) 100aBIAIOT K epeMeruBaeMont cMecH (2S,3S5)-2-(2,3'-audTopoudern-3-mn)MeTun)-
3-((atuncynsGhoHMIT)aMHUHO )TUPPOUANH- | -kapOormxopuaa (632 mr) u TT'® (6 M) mpu KOMHATHOHN TeMIie-
parype. [locne nepememuBanus B Tedenne 30 MUH peakIHOHHYIO CMECh KOHIICHTPUPYIOT B BakyyMme. OcTaTok
pa30aBIAIOT ATHIIAIIETATOM, TIPOMBIBAIOT HACHIIICHHBIM PAcTBOPOM COJIH, CYIIaT Haj O€3BOIHBIM Cyib(aTom
HaTpus, QWIBTPYIOT U KOHLIIEHTPUPYIOT B BakyyMe. [lodydeHHOE TBEpAOE BEUIECTBO KPUCTAJUIM3YIOT U3 CMECH
STHJIAIETAT/3TaHON C IOTYYCHUEM YKa3aHHOTO B 3ar0JIOBKe coeinHeHUs (416 mr).

'H SIMP (400 MTI'u, CDCl3) & 1,23 (3H, 1, J=7,4 T'u), 1,82-1,97 (1H, m), 2,08-2,30 (3H, m), 2,78-2,91 (2H,
M), 2,92 -3,06 (2H, m), 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).

Mpumep 377. (2S,35)-2-((2,3"-Audropoudennn-3-um)mernn)-3-((qumeTnicynbhpamonin)aMuHo )-N,N-1u-
METWITUPPOIIUIUH- | -KapOOKCaMuI.

A) Tper-bytun-(2S,3S)-2-(3-6pom-2-propben3un)-3-((aumMeTIICYIb(haMonIT ) aMIHO ) TUPPOSTU I H- | -Kap-
Ookcuar.

Jumetmncynbdamonnxiaopua (2,31 r) npu KOMHATHOW TemrmepaType 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). ITocne nepememmuBanus npu S0°C B TedeHne 4 9 peakMOHHYIO CMeCh BBUIMBAIOT B BOAY H
SKCTParupyroT MOIYYEHHYIO0 CMeCh 3ThnaneTatoM. OpraHn4eckuii cJI0i MPOMBIBAIOT HACHIIIEHHBIM PacTBOPOM
COJIH, CyIIaT HaJ OE3BOTHBIM CYIb(aTOM MarHus M KOHIICHTPHPYIOT B BakyyMe. OCTaTOK OYHIIAIOT C TOMOIIBIO
KOJIOHOYHOW Xpomartorpaduu Ha cuimkarene (3TWIANeTaT/TeKcaH) ¢ MOJIyYeHHEM YKa3aHHOTO B 3aroJIOBKE CO-
enuHenus (2,4 r).

MC: [M+H-Boc]" 380,0.

B) Twunpoxnmopun mmammpma N'-((2S,3S)-2-(3-6pom-2-¢pTopbensmn)nupponuant-3-mn)-N,N-1umeTu-
CEpHOM KUCIOTHI.

Cmech  TpeT-0yTHi-(2S,3S)-2-(3-6pom-2-hropOen3mn)-3-((umMeTHicynbhaMomT)aMHHO ) TUPPOITH IHH- 1 -
kapOokcmiaTa (2,4 T) u 4M pacTBOpa COJITHO#M KHCIOTHI B aTHianerate (12,5 Mir) mepemMemmrBaoT mpyu KOMHAT-
HOU Temmeparype B cyxoi atmMocdepe (CaCl, mpobupka) B Tederne Houn. CMeCh KOHIIGHTPUPYIOT B BaKyyMe.
OcTaToK MPOMBIBAIOT JUU3OMPOTIHIOBHIM 3(QUPOM C TIOTYICHHEM YKa3aHHOTO B 3arojioBke coequHenwst (1,78 r).

MC: [M+H]" 379,9.

C) (2S,35)-2-(3-Bpom-2-hTopoensun)-3-((numeTruiacyabhamMmort)aMuHO )-N, N -IuMe THITUPPOTH AN H- 1 -
KapOOKCaMMI.

K cmecu ruapoxinopuma muamuma N-((2S,35)-2-(3-6pom-2-dropOenzum)nupponunus-3-wmt)-N,N-aiumve-
tuicepHoit kucnotsl (1,78 1), TEA (4,32 1) u TT'® (20 M) npu KOMHATHO# TeMIiepaType A00aBISIOT TUMETHII-
kapoamomxyiopun (2,30 r). CMech KUIATAT ¢ 0OpaTHBIM XOJOAWIBHUKOM B TedeHue 3 4. CMech racst Hachl-
IIEHHBIM BOAHBIM PacTBOPOM T'HIpOKapOOHAaTa HAaTPHUS M OKCTPArkpyroT dTHianeraToM. OpraHudeckuil ciou
OTAEJAIOT, IPOMBIBAIOT HACBHIIICHHBIM PAaCTBOPOM COJIHM, CyIIAT Haj 0€3BOIHBIM CYIb()aTOM MarHus M KOHIICH-
TpPHUPYIOT B BakyyMe. OCTaTOK OYMIIAIOT C IOMOIIBIO KOJOHOYHOH Xpomartorpadun Ha cuinukarene (NH, stwi-
areTaT/TeKkcan) ¢ MoydeHHeM YKa3aHHOTO B 3arojioBke coenuaenus (1,9 ).

MC: [M+H]" 451,0.

D) (2S,35)-2-((2,3'-AudTopoudenwn-3-mn)mernn)-3-((numeTnicyinbhamon)aMuHO )-N,N-TUME THITHP -
ponuanH-1-kapOoKcaMuI.

Cmech  (28S,3S)-2-(3-6pom-2-pTopoensmn)-3-((mumeTmicynbdamoni)aMuHO )-N,N-THMe THITTHPPOITTH IHH-
1-kap6okcamupa (600 mr), (3-propdennn)dopoHoBoii kuciotsl (242 mr), XPhos Pd G3 (16,9 mr), 1M BogHoTO
pactBopB Tpukanuiidochara (3,99 min) nu TI'® (6 mi) nepemermmsaror npu 70°C B Teuenue 1 4. Boguyro dasy
YIAISIOT, OPraHWYECKUH CJIOW KOHIEHTPUPYIOT B BakyyMe. OCTaToK OYHMINAIOT C MOMOIIbI0 KOJIOHOYHOH Xpo-
marorpadun Ha cwinkareie (NH, sTmianerar/rekcaH) ¥ NOJTYYEHHOE TBEPJOE BEIIECTBO KPUCTAIUIM3YIOT W3
CMECH STHJIALIETAaT/TeKCaH C MOJIyUYCeHHEM YKa3aHHOTO B 3ar0JIOBKe coetMHeHus (562 mr).

'H SIMP (400 MTI', CDCl3) & 2,03-2,23 (2H, m), 2,73 (6H, ¢), 2,76 (6H, ¢), 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 (1H, 1, J=8,1 I'm), 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).

Ipumep 407. (28S,3S)-2-(budennn-3-mmmernn)-3-((3TUACYIHGOHIIT)aMIHO )-N-MeTOKCH-N-METHIITIHP-
ponuanH-1-kapOoKcaMuI.

K mepememmBaemoit cmecu  ruapoxjopuma  N-((2S,3S)-2-(6udenun-3-mimMeTnin)muppouInH-3-
nn)stancynbporamuna (293 mr), DIPEA (298 mr) u TT'® (3 M) npu KOMHATHOUW TemrepaType J00aBIsIOT Me-
tokcu(Mmetmn)kapbamomtxiopun (143 mr). Crnycrs 15 MUH peakIMOHHYIO CMeCh KOHIICHTPHUPYIOT B BaKyyMe.
OcraTok pa30aBisIOT STHIALETATOM, TPOMBIBAIOT HACBHIIIIEHHBIM PACTBOPOM COJIH, OUHUIIAIOT C TIOMOIIBIO KOJIO-
HOYHOW Xpomarorpaduu Ha CHIMKareje (3THIALETaT/TeKCaH) W MEPEeKpPHUCTAIM30BBIBAIOT M3 CMECH STHIale-
TaT/TeKCaH ¢ MOTYYCHUEM YKa3aHHOTO B 3aroiioBke coenuHeHus (302 mr).

'H SIMP (400 MTI'u, CDCL3) & 1,19 (3H, 1, J=7,4 T'), 1,83-1,94 (1H, m), 2,06-2,23 (1H, M), 2,72-2,94 (3H,
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M), 2,98 (3H, c), 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).

IIpumep 441. N-{(2S,3S)-1-(Oxceran-2-kap6onun)-2-[(2,3",5"-tpudrop[1,1'-ondennn]-3-mr)meTwn Jmup-
POTUANH-3-1J1 } METAaHCYTH(OHAMII.

A)  N-((25,3S)-2-(3-bpom-2-dTopoensmn)- 1 -(okceTaH-2-HaKapOOHWIT) TUPPOITUIMH-3 -1 ) METAHCYITb(O-
HaMHJ.

HATU (374 mr) no6asisttot k cmecu ruapoxiopuaa N-((2S,3S)-2-(3-6poM-2-hTopOeH3n ) TUPPOTHINH-3 -
min)MerancyibpoHamuaa (318 mr), oxceran-2-kapoonoBoit kucioTsl (100 mr), TEA (415 mr) u IM®A (6 mi)
IpU KOMHATHOM TeMmepaTtype. CMech NepeMelnBaoT Ipyu KOMHAaTHOU Temneparype B TeueHue 30 muH. CMech
racsT HACHIIIECHHBIM BOJTHBIM PACTBOPOM THAPOKApOOHATA HATPHSI M IKCTPATHPYIOT 3THianeTatoMm. OpraHude-
CKHUH CJIOH OTAEJSIOT, HPOMBIBAIOT HACBIIIEHHBIM PAaCTBOPOM COJIM, CyIIAT HaJ Oe3BOAHBIM Cyiab(aToM MarHus
Y KOHLEHTPUPYIOT B Bakyyme. OCTaTOK OYHMINAIOT C HOMOIIBIO KOJIOHOYHOM Xpomarorpaun Ha CHJIMKAaresie
(meraHon/atunanerar). TBeproe BEHMIECTBO KPUCTALUIM3YIOT M3 CMECH OSTHIALETaT/AMNU30MPOIHIOBBIN
a¢up/TeKcaH ¢ MOIyYECHHEM YKa3aHHOTO B 3ar0JIOBKE coeAnHeHus (244 wmr).

MC: [M+H]" 435,2.

B) N-{(2S,3S)-1-(Okceran-2-kapooumn)-2-[(2,3',5'-rpudtop[ 1,1-0ndennn]-3-ua)Me T |TUPPOTHINH-3 -
W1} METaHCYTb(QOHAMU.

Cmech  N-((28,35)-2-(3-6pom-2-pTopdensmn)- 1 -(okceTaH-2-uKap OOHII ) TUPPOITUANH-3 -1 )METAHC Y Tb-
dbonamuna (76,5 mr), (3,5-mudrophennn)ooporoBoit kucnoTel (41,6 mr), XPhos Pd G3 (4,46 mr), 1M BoaHOTO
pactBopB Tpukanmuiidocdara (0,527 ma) u TT'D (3 mi) nepememmusatot npu 70°C B Teuenue 1,5 4. Cmech pac-
HPEICNISIOT MEX/y STHIIAIETATOM U BOJOW U SKCTPArupyloT THIALETATOM. DKCTPAKT IPOMBIBAIOT BOJHBIM pac-
TBOPOM THAPOKApOOHATA HATPHUS U HACKHIICHHBEIM PACTBOPOM COJIH, CYIIAT HaJl OE3BOIHBIM CYIb(ATOM MarHus,
(UIBTPYIOT M KOHLEHTPUPYIOT B BaKyyMe C MOJIyYEHHEM TBepAOro BemiecTBa. OCTaTOK OYMINAIOT C MTOMOLIBIO
KOJIOHOYHOW Xpomarorpadun Ha cunkarene (NH, meranon/>Tunianerar) ¢ mojy4eHHeM yKa3aHHOTO B 3arojIoB-
Ke coequHeHus (42,4 mr).

'H SIMP (400 MT'u, CDCl3) & 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).

IMpumep 450. N-[(2S,3S)-2-[(2,3"-AudTop[1,1'-6udenwn]-3-mr)merun]-1-(2-ruapoKkcu-2-MeTHITIPONIaHO-
)PP OTHINH-3 -1 |- | - TopumkIonponan- 1 -cynbpoHamu.

A) TpeT-bytnn-(2S,3S)-3-((muxmonponwicynb@oHun)aMuHo)-2-((2,3'-mudrop[ Ond e |-3-mr)me-
TH)TAPPOTHINH- | -kapOoKcHIaT.

Cmech TpeT-0yTHi-(2S,3S)-2-(3-6pom-2-hropoer3mn)-3-((IMKIOPONHICYTb(OHNI )aAMUHO ) ITHPPOITHINH-
1-kap6okcunara (1,17 1), (3-propdenmn)dooponoroii kucnots (0,514 1), XPhos Pd G3 (0,207 1), 1M BomHOTO
pactBopa Tpukanuiipocdara (7,35 ) u TT'D (10 mun) mepemermatot npu 70°C B Teuenue 1 4. CMmech BBUIH-
BAlOT B BOJy NPH KOMHATHOH TEMIlepaType M IKCTPArHpyIOT sTmiareraroM. OpraHn4ecKuil cjod OTAENSIOoT,
MPOMBIBAIOT HACKHIICHHBIM PACTBOPOM COJIH, CYIIAT HaJ OC3BOTHBIM CYIb(AaTOM MArHHUS W KOHIICHTPUPYIOT B
BakyyMme. OCTaroK OYMINAIOT C MOMOUIBIO KOJIOHOYHOW xpomatorpaduum Ha cunmkarene (NH, srtunane-
TaT/TeKcaH) C MOJIy4YeHHEM YKa3aHHOTO B 3arosioBke coeanHenus (1,02 r).

MC: [M+H-Boc]" 393,1.

B) tpeT-bytmin-(2S,35)-2-((2,3"-mudrop[6udennn]-3-mm)mernin)-3-(((1-pTopIuKIONIpOITHI ) YT (O-
HUWJT)aMUHO ) TUPPOTHINH- | -KapOOKCHIIaT.

K cmecu Ttper-Oytri-(2S,3S)-3-((muknonponuicyabhoHwmT)aMuHo )-2-((2,3 - mudrop[ 6ud enwn]-3-mm)me-
THAN)APPOIHINH- 1 -kapookcunaTa (156 mr) u TT® (3 M) npu -78°C mo karmisaM 100aBisoT 2,6M pacTBop H-
oyrummutus (0,268 mu). Ilocne mepememmBanus mpu -78°C B TedeHne | 94 K peaKIMOHHOM CMECH TI0 KarlIsaM
no6asisitor pactBop N-drop-N-(penmncynbhonmn)denzoncynsdonamuna (120 mr) B TT'® (1 mr). Cmecs nepe-
memmBatoT npu 0°C B atMocdepe a3ora B TeueHHe | 4, 3aTeM IPU KOMHATHOW TeMIIepaType B TeUCHHUE 2 4.
CMech racaT HachIICHHBIM BOJHBIM PAaCTBOPOM XJIOPHa aMMOHUS U 3aTeM SKCTparupyror stuianeratom. Op-
TaHUYECKUH CIIOW OTAENSAIOT, IPOMBIBAIOT BOJOW M HACHIIICHHBIM PAacTBOPOM COJH, CyIIaT Hajx OE3BOAHBIM
Cynb(haToM MarHusi ¥ KOHLEHTPUPYIOT B BakyyMme. OCTaToK OYMINAIOT ¢ MOMOIIBIO KOJIOHOYHOW XpoMmarorpa-
¢un Ha cunKarese (3THUIALETAT/TEKCaH) ¢ MOIyYeHneM yKa3aHHOTO B 3arojioBke coenuHenus (81,9 mr).

MC: [M+H-Boc] " 411,3.

C) Tuapoxnopua N-((2S,35)-2-((2,3'-mudrop[OrdeH]-3-mn)MeTHI) TUuppOTUINH-3-11)- | -p TOPITUKIO-
MpoMNaHCyhLhoOHAMUIA.

K cmecn Ttper-O6yTmin-(2S,35)-2-((2,3'-mudrop[6udenwn]-3-mn)metin)-3-(((1-TopuKIonpont)cyib-
(honmT)amuHO ) TuppouanH-1 -kapookcunara (81,9 mr) u stunamnerara (0,5 Mi1) mpu KOMHATHOM TemriepaType
no6aBisitor 4M pactBop consiHOM KucioTel B atmianerare (0,802 mir). CMech nepeMeInBaroT pu KOMHATHOH
TemriepaType B TedeHne HouH. CMech KOHLICHTPHUPYIOT B BaKyyMe C ITOJy4€HHEM YKa3aHHOTO B 3ar0JIOBKE CO-
enuneHus (57,0 mr).

MC: [M+H]" 411,3.

D)  N-[(2S,3S)-2-[(2,3'-Aucrop[1,1-Ondennn]-3-mrn)meruin]-1-(2-rugpokcu-2-MeTHIITPOTIAHOWIT ) T PPO-
mauH-3-11]-1-gropunkionponan- 1 -cynspoHamMu.

Cmecy ruapoxnopuna N-((2S,35)-2-((2,3'-mudrop[6ndennn]-3-na)MeTHI ) TUppOTHIIH-3 -11)- 1 -hTop-
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ukionponancyinsponamuaa (447 mr), DIPEA (1,29 r) u TT'® (5 M) nepeMemmBaoT Npu KOMHaTHOW TeMIIe-
parype B teuenue 30 muH. K cycnensun npu 0°C mo kamrsiM 100aBistior 1-xmop-2-meTni-1-okconpornaH-2-
mnamerat (198 Mr) u mepeMemuBaioT MOJIYIeHHYIO CMeCh IPHU yKa3aHHOW TeMriepaType B Teuenue 1 4. K cmecu
nobaBmsioT Boay (2 M) u 4M BOIHBIA pacTBOp THApokcHaa JUTHA (2,00 M) U MepeMeNuBaloT MOJTYICHHYIO
CMech ITpH KOMHATHOW TemIieparype B TedeHrne Houn. CMech pa30aBIIioT HACKIIIEHHBIM PACTBOPOM COJIH U 3KC-
TparupyroT sTuianeraToM. OpraHMYecKuil CI0i OTIEeNAIOT, cymaT Hal 0e3BOMHBIM CYIb()aToM MarHus M KOH-
HEHTPHPYIOT B BakyyMe. OCTaTOK OYHIIAIOT C MOMOINBIO KOJOHOYHON Xpomatorpaduu Ha cumukarene (NH,
JTUIIANeTaT/TeKcaH), a 3areM npenapatusHoit BOXKX (C18, moasmxHas ¢aza: Boga/aneTOHUTPHI (COMepIKaIIHid
0,1% TOVYK)). LieneByro ¢pakiyio HEHTPaIU3yIOT HACHIIICHHBIM BOJHBIM PAacTBOPOM I'MIpOKapOOHaTa HaTpHs
U DKCTPArUpPYIOT 3THianeTatoM. OpraHHYeCKUil CIOW OTIEISIOT, TIPOMBIBAIOT BOJOW M HACKHINICHHBIM PACTBO-
POM COJIH, CyIIaT HaJl OC3BOJHBIM CYIh(paTOM MarHus W KOHIICHTPHPYIOT B Bakyyme. TBepaoe BEemeCTBO KpH-
CTAUTM3YIOT U3 CMECH ATAHOJI/BOJIA C TIOJTy4YeHHEM yKa3aHHOTO B 3arojioBke coenuaeHus (140 mr).

'H SIMP (400 MTI'r, 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).

IMpumep 456. N-{(2S,35)-1-(Azerunun-1-kapbonwmn)-2-[(2-¢pTop[1,1'-0udenwn]-3-mr)MeTwI | TuppoIIr-
TTUH-3 -1} 3TaHCyIb(hoHAMUI.

A) T'mapoxmopun N-((2S,3S)-2-((2-dbrop[6udenHr]-3 -1n)MeTHI) TUPPOIAANH-3 -1 )3TaHCyIbHoHAMUA.

Cmech TpeT-0yTHi-(2S,3S)-2-(3-6pom-2-hropoeH3nn)-3-((3TUICYTHGOHIIT ) aMHUHO ) TUPPOITUIHH- | -
kapOokcmiaTa (0,698 1), permnbéopononoit kucnotsl (0,238 1), XPhos Pd G3 (0,019 1), 2M BomHOTO pacTBopa
tpukanmmiipocdara (2,25 mu) u TT'D (3 mi) nepemermmBaiot mpu 70°C B Teuenne 1 4. BomHyio ¢haszy yaansior u
OPTaHWYECKHUH CI0H KOHIEHTPUPYIOT B BakyyMe. OCTaTOK OYHMIIAIOT ¢ MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu
Ha cwmkarene (NH, sTmnanerar/rekcaH) ¢ MOydYeHUEM TBEPIOTrO BemiecTBa. 4M pacTBOp COJITHOW KUCIOTHI B
stwnanerate (7,50 Mi1) 100aBISIOT NP KOMHATHOW TeMIlepaTrype K IepeMeInnBaeMoil CMECH TBEPJIOTO HPOIYK-
ta (694 mr) u stunanerata (2 mi). Croycts 18 9 peakIIMOHHYIO CMECh KOHIICHTPHPYIOT B BAKYYME U COOHMPAOT
TBEPIBIA TPOIYKT (GHIBTpaNUeii ¢ TOTYICHUEM YKAa3aHHOTO B 3aT0JIOBKE coeMuHECHUS (568 Mr).

MC: [M+H]" 363,3.

B) N-{(25,3S)-1-(Azeruaun-1-kap6ounn)-2-[(2-dprop[ 1,1'-Ondernn]-3-um)MeTHI |TUPPOTHIUH-3 -
W1} 3TaHCYIb(QOHAMU.

K mepememmBaemoii cmecu runpoxiopuna N-((2S,3S)-2-((2-gpTop[Ondenn]-3-um)MeTHI ) TUPPOTHIAH-3 -
nn)sTancynbporamuna (568 mr), ouc(tpuxiopmerni)kapoonara (254 mr) u TT'® (6 ma) mpu 0°C mobaBusioT
DIPEA (368 mr). ITocite nmepememmBanus Ipu KOMHATHOM TeMIiepatype B TedeHue 30 MUH peakIMOHHYIO0 CMeCh
KOHIICHTPUPYIOT B BakyyMe. OcTaToK paz0aBisIOT 3THIIALETATOM, IPOMBIBAIOT HACHIIIIEHHBIM PAaCTBOPOM COJH
Y OYUINAIOT C TIOMOIIBIO KOJIOHOYHOW XpoMaTorpaduu Ha CHIMKAreie (3TUIAeTaT/TeKCaH) ¢ OTYICHUEM Mac-
na. K mepememBaemoii cmecu moyueHHOro Macia (603 mr) u TT'® (7 mur) mpu KOMHaTHOH TeMmIeparype Jo-
OaBistoT azeTuauH (243 Mr). CMech IepeMeniBarOT B TedeHre 30 MUH U 3aTeM KOHIICHTPUPYIOT PEAKIIHOHHYIO
cMech B BakyyMe. OcTaTok pa30aBIsIOT STHIIALICTATOM, IPOMBIBAIOT HACKHIIICHHBIM PACTBOPOM COJIH, CYIIIAT HaT
0e3BoIHBIM Cyib(aToM HaTpus, QUIBTPYIOT M KOHLEHTPHUPYIOT B BakyyMme. [loilydeHHOE TBepaoe BEILECTBO
KPUCTALTU3YIOT U3 CMECH Te€KCaH/3TaHOJ ¢ MOJyYeHHEM YKa3aHHOTO B 3aroJIOBKe coenHeHus (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).

IIpumep 457. N-{(2S,35)-1-(3-I'mapokcu-2,2-mumeTrimpornanomn)-2-[(2,3",5'-rpudrop[ 1,1 -6ndenmn]-3-
WJT)METWI | TAPPOJTA TN H-3 - 1T } METaHCYJIb(hOHAMUI.

A) Tugpoxmopua N-((2S,35)-2-((2,3',5'-tpucropOrd eHHIT-3 -1 ) METHI ) TUPPOITUAUH-3 -1 )METAHC Y JTh-
dhonamuna.

Cmech  TpeT-0yTHi-(28S,3S)-3-((Metuncynbhonun)amuno)-2-((2,3',5'-rpudropord eHnn-3-mr)Me T ) mup-
pommauH-1-kapbokcunata (1,67 r), 4M pacTBOpa cONSIHON KHCIOTHI B THianerare (20 mi) u stunanerat (20
MJT) IEPEMEIITUBAIOT [IPH KOMHATHOW TeMITepaType B TedeHrue Hour. CMech pa30aBIsaIOT ITUIIAIICTATOM U OCAI0K
coOuparoT GuiabTpaImell ¢ MoIy4YeHHEM YKa3aHHOTO B 3aroyioBke coeaunenus (1,37 r).

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

B) N-{(28,3S)-1-(3-I'mmpoxcu-2,2-mumetnianponanonn)-2-[(2,3',5'-tpudtop[ 1,1-0ndennn]-3-nm)me-
THJI | TAPPOIMINH-3 -1 [METaHCyITb(HOHAMHI.

HATU (67,8 w™r) poGaBistioTr kK cMecu ruapoxiopuaa N-((2S,3S)-2-((2,3",5'-tpudTopoudennn-3-
WJT)METH ) TAPPOTUINH-3-W)MeTaHcyabGoramuga (50 wMr), 3-THAPOKCHU-2,2-TUMETHIPONIAHOBOW KHCIOTHI
(18,2 mr), DIPEA (77 mr) u IM®A (1 mi1) mpu KOMHaTHOH TeMmieparype. [Tociie mepeMemmBanus Mpu KOMHAT-
HOU TemIepatrype B Te4eHHe 7 4 PeaKIHOHHYIO0 CMECh pa30aBIIIOT BOJOH M KCTPArHPYyIOT STHIIAIICTaTOM. JKC-
TPAKT MPOMBIBAIOT HACBHIIICHHBIM BOJAHBIM PACTBOPOM THAPOKapOOHATA HATPHS, BOJOW M HACBHIIIICHHBIM PacTBO-
POM COJH, CyIIaT HaJ OEe3BOJHBIM CyIb(paToOM MarHds M KOHICHTPUPYIOT B BakyyMe. OCTaTOK OYHUIAIOT C I10-
MOIIBI0 KOJIOHOYHOW Xpomarorpaduu Ha CHiaHKarene (3TWIaleTar) ¢ MOJyYeHHeM Mmaciia. Maclio KpHUCTaJlIH-
3YIOT U3 CMECH 3THJIALIETAT/TeKCaH C IMOJIydeHHEM YKa3aHHOTO B 3arojIoBKe coequHeHus (24,7 mr).
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'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, an, J=10,8, 6,2 '), 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).

IMpumep 459. N-{(2S,35)-1-(Azerunun-1-kapoonmn)-2-[(3'-pTop[1,1'-0udenwn]-3-mr)MeTwi | muppoIm-
uH-3-11} -1 -pTopMeTaHCYIb(HOHAMU.

A) T'mapoxmopun 6en3un((2S,3S)-2-(3-6poMOeH3WT)TUPPpOTUANH-3 -1 )Kapbamara.

K cmecn Tper-0yTmin-(2S,3S)-3-amuna0-2-(3-6pomOeH3mI) mupposmant- 1 -kapooxcmnara (10,7 t), 2M Boa-
HOTO pacTBopa ruapokcuaa Hatpus (19 mur) u TT'® (100 mor) mpu 0°C nobdasisirot 6ensunxiaophopmuar (5,98 ).
CMech TiepeMenIBaloT NP KOMHATHOW TemrepaType B TeueHue 30 muH. K cMecn MOOaBIISIOT HACHIICHHBIN
BOJHBIM pacTBOp IHApokapOOHaTa HATPHS M AKCTPArHPYIOT NOIYYCHHYIO CMECh ATHianeraToM. OpraHn4eckui
CJIOW OTHEJISIIOT, IPOMBIBAIOT BOJOW M HACBHIIIEHHBIM PACTBOPOM COJIM, CyHIaT Haja 0e3BOMHBIM CyibdaToMm Ha-
TPl ¥ KOHIEHTPHUPYIOT B Bakyyme. K cMecu mosydeHHoro ocrarka u stmianerara (20 mi) nobdasistor 4M pac-
TBOP COJITHOM KUCIOTHI B THIaNeTaTe (75 M) npu KOMHATHOH TeMmepaTtype. CMech NepeMeIInBaOT IpU KOM-
HaTHOH TeMmIeparype B TedeHue Houu. CMech KOHIICHTPUPYIOT B BakyyMe. OCTaTOK pacTUPAIOT C ATHUIIALIETATOM
1 0CaJIOK cOOMparoT (GUIbTpanyell ¢ MoTydeHHEeM YKa3aHHOTO B 3arojioBke coequHerus (12,8 ).

MC: [M+H]" 389,0.

B) Bensmn-((28S,3S)-1-(azetuaunn- 1 -mmkapooHwn)-2-(3-0poMOSH3 W) TUPPOJTAIMH-3 - 1T ) KapOamar.

K cmecn 6en3mn((28S,3S)-2-(3-6pomben3mn)muppomauH-3-mwi)kapoamara (5 1) u TTD (100 mi) mpu 0°C
nobapnstor ouc(Tpuxinopmernn)kapoonar (2,79 ) u DIPEA (3,04 r). [Tocne mepemermmBanus mpu 0°C B Tede-
Hue 20 MHH cMech KOHIIEHTpHUPYIOT B Bakyyme. K ocratky mob6asmstor TT'® (100 mur) m azetuaus (5,36 1).
CmMech nepeMeInBaoT IpH KOMHATHOW TeMneparype B TedeHne Houu. CMech TacsT HaChIIIEHHBIM BOJHBIM pac-
TBOPOM TH/IpOKapOOHaTa HATpUs IPH KOMHATHOM TeMIepaType W 9KCTParupyroT stuianeraroM. OpraHndeckuit
CJIOW OT/EJNSIOT, MPOMBIBAIOT HACHIINIEHHBIM PAacTBOPOM COJIM, CyIIAT Haja OE3BOIHBIM CyIb()aTOM Maruus H
KOHLICHTPUPYIOT B BakyyMe. TBep/ioe BelecTBO KPUCTAIUTU3YIOT U3 CMECH STHIIALETAT/ ANU30TIPOTIMIIOBEII 3(up
C TIOJTyYEHUEM YKa3aHHOTO B 3arojioBKe coequHeHus (4,74 1).

MC: [M+H]" 472,1.

C) bemsun-((2S,3S)-1-(azernnun- 1 -mkap6ounn)-2-((3'-hrop[ OndeHw |-3-1T)METHIT ) TUPP O I H-3 -
ni)kapoamar.

Cwmech 6en3mn((2S,3S)-1-(azetuaun- 1 -mkap6onnn)-2-(3-6poMOeH3MI ) uppouanH-3-min)kapoamara (1,4
1), (3-dTopdenmm)ooponoBoit kucnotel (0,539 1), XPhos Pd G3 (0,038 r), 1M BogHOrO pacTBOpa TPUKAJHIi-
dbocodara (8,89 M) u TT'® (20 mur) mepememmusarot pu 70°C B Teuenue 5 4. [Tocie oxyiaxaeHns HEPacTBOPH-
MO€ BEIIECTBO YAAISMIOT (PriIbTparmell U GMIBTPaT KOHIEHTPUPYIOT B BakyyMe. OCTaTOK KCTParupyroT cMme-
cpto stmnanerar/TI'®. Opranudeckuil ol OTAENSAIOT, MPOMBIBAIOT HACHIIIEHHBIM PacTBOPOM COJH, (uibTpa-
10T yepe3 NH-crumkarens ¥ KOHIEHTPUPYIOT B BakyyMe. [losydeHHOe TBepAoe BEIIECTBO MPOMBIBAIOT JTHIIALE-
TaTOM M JUHU3OTPONHIIOBEIM 3()UPOM C MOJTyYEeHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (1,25 r).

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

D) ((2S,3S)-3-Amuno-2-((3'-¢prop[6udenmn]-3-um)MeTrn) IUppOIUIHH- 11 ) (a3e TUINH- | -1IT)METaHOH.

Cmech  Oen3mn((2S,35)-1-(azeTunun- 1 -unkapoonrmn)-2-((3'-prop[ Ondenwn]-3-un)Me T ) IUppOTHIUH-3 -
nmkapbamara (1,25 r), 10% nammagus sa yrie (0,12 r), stanomna (20 M) u TT® (20 mi1) THAPUPYIOT TOA AaB-
JeHreM OajutoHa MpU KOMHATHOH TemrepaType B TeueHue | 4. Katammzarop ynansior ¢punbTpaiueit u GuibTpar
KOHIICHTPUPYIOT B BakyyMe. OCTaTOK OYHIIAIOT C TIOMOIIBIO KOJIOHOYHON XpoMaTorpadun Ha cunnkarene (NH,
METaHOJI/ATHIIAIETAT) C TIOJYyYeHHUEM YKa3aHHOTO B 3arojioBke coenuHeHus (900 mr).

MC: [M+H]" 354,0.

E) N-{(2S,35)-1-(azerunun-1-kap6oumn)-2-[(3'-dprop[1,1'-Ondennn]-3-nn)merun |nupponuana-3-mi § - 1-
¢dropmeTaHCcynbhoHaAMHUT.

K cmecn ((2S,3S)-3-amuH0-2-((3'-¢Top[O6MeHnIT]-3 -1IT)MEeTHIT) TUPPOITUANH-MIT)(a3e THINH- | -MIT)MeTaHo-
Ha (100 mr) u TI'® (2 mi) npu koMHaTHOU Temneparype nobasmstor DIPEA (47,5 mr) n ¢ropmerancynbdo-
auxiopun (41,3 mr). [Toce mepememnmBanus B TeueHue 30 MHH CMeCh KOHIIGHTPUPYIOT B BakyyMme. OcTaTok
OYMIIAIOT C ITOMOIIBIO KOJOHOYHOW Xpomartorpaduu Ha CHIIMKarene (3TWianeraT/rekcaH). TBepioe BeIecTBo
KPUCTALTU3YIOT U3 CMECH THIIANIETAT/TeKCaH ¢ MOJIYICHUEM YKa3aHHOTO B 3aroJIoBKe coeanHeHus (58 mr).

'H SIMP (400 MT', 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, ym.c).

IIpumep 460. N-{(2S,35)-1-(Azerunun-1-kapoouwmn)-2-[([1,1'-6udennn]-3-um)MeTr |muppoTuIHH-3 -1 | -
1-propmerancynbdonamu.

A) benzun-((2S,35)-1-(azeTunun- 1 -unkapOonw)-2-([OupeHWI | -3 -HIMETHI ) TUPPOTUINH-3 -1 )KapOamar.

Cmech Oen3mn((2S,3S)-1-(azeTnann-1-mikapoonun)-2-(3-6poMoeH3wI ) mupposnanH-3-un)kapdamara (1,4
1), penmnboponoBoii kucnotsl (0,470 1), XPhos Pd G3 (0,038 r), 1M BomHOro pactBopa Tpukaiuidocdara
(8,89 M) u TT'® (20 mur) nmepemenmmBatoT npu 70°C B Teuenue 5 4. [locie oxmmaxaeHns: HepacTBOPUMOE Bellle-
CTBO yAaJsIOT (QMIbTpanuei u GuiIbTpaT KOHUEHTPUPYIOT B BakyyMe. OCTaTOK SKCTParupyroT CMECHIO STHII-
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anerat/TT'®. Oprannyeckuii COW OTHEINSIOT, IPOMBIBAIOT HACHIIIEHHBIM PACTBOPOM COJIM, IIPOITYCKAIOT Yepes3
NH cunmkarenb n KOHIEHTPUPYIOT B BakyyMe. [lodydyeHHOe TBepaoe BEIIECTBO NMPOMBIBAIOT ATUIIAIIETATOM U
JTUU30TPOIIIIOBEIM d(DUPOM € TIONydeHUEM YKa3aHHOTO B 3aroyioBke coenuuenus (1,08 ).

MC: [M+H]" 470,2.

B) ((2S,3S)-3-Amun0-2-([6nd eHMI -3 -UIAMETHI ) TUPPOTUANH- | -1i1)(a3e TH M H- | -FIT)METaHOH.

Cmech 6em3mi-((2S,3S)-1-(azeruans- 1 -mmkapoonmn)-2-([ondenn]-3-uaMe T Tupp oI A H-3 -1 )KkapOa-
Mmata (1,08 1), 10% namragus Ha yrie (0,10 r), staHona (20 M) u TT'® (20 M) THOPUPYIOT C AaBiIeHHEM Oai-
JIOHA TIpW KOMHATHOU TeMmriepatrype B TedeHue 1 4. Karanuzatop ynansroT QuuibTpanueid u GuibTpaT KOHIICH-
TPUPYIOT B BakyyMe. OCTaTOK OYHIIAIOT C MOMOIIBLIO KOJIOHOYHOW XpoMaTorpadun Ha cuukarene (NH, mera-
HOJI/3THJIALIETAT) C MOJTY4YEHHEM YKa3aHHOTO B 3arosioBke coeaunenus (700 mr).

MC: [M+H]" 336,1.

C)  N-{(2S,3S)-1-(Azeruann-1-kapoonmn)-2-[([1,1'-Onpennn]-3-nmr)mermn Jnuppommans-3-mi} - 1-grop-
MeTaHCyIb(OHAMUI.

K cmecu ((2S,3S)-3-amuno-2-([6udennn]-3-mimermn) muppoianani- 1 -m)(azetuaus- 1 -m)meranona (100
Mmr) B TT'® (2 mun) mpu 0°C gobasnsror DIPEA (50,1 mr) u dropmerancynshonmmxmopun (43,5 mr). I[Tocie me-
peMemuBanus B TeueHne 30 MUH cMeCh KOHIIEHTPUPYIOT B BakyyMe. OCTaTOK OYHMINAIOT C IIOMOIIbIO KOJIOHOY-
HOM XpomaTorpaduu Ha cuiauKarene (dTUiameTaT/TeKkcan). TBepaoe BEIeCTBO KPUCTALTU3YIOT U3 CMECH dTHII-
areTaT/TeKkcaH ¢ oJyYeHHeM YKa3aHHOTO B 3arojioBke coenuHeHus (98 mr).

'H SIMP (400 MI', 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, ™), 3,52-3,67 (2H, ™), 3,71-3,87 (3H, ™), 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).

pumep 462. N-{(2S,3S)-1-(Azernann-1-kapoonun)-2-[(3'-prop[1,1'-ondennn]-3-mr)meTn Jnupponu-
JIMH-3-1J1 } TUKJIONPONIaHCyIb(GoHaMu L.

K comecu ((2S,3S)-3-amuH0-2-((3'-pTrop[OnernIT]-3-1m1)MeTHIT) TUPPOIUANH-1IT ) (a3eTHNH- | -1)MeTa-
HoHa (200 mr) u TI'® (4 mi) npu xoMHaTHOH Temneparype nobasisror DIPEA (95 mr), DMAP (69,1 mr) u
uKIonponacyaspoumxitopun (88 mr). [locie nepememmBanus B Tedyenne 10 4 cMech racsiT HaCBIIIEHHBIM
BOJHBIM PAacTBOPOM T'HAPOKapOOHAaTa HATPHS U SKCTPArupyroT stmianeraroM. OpraHn4eckuil ol OTAEINSIOT,
cymaT HaJ 0e3BOJHBIM Cynb(aTOM HATpHs M KOHLUECHTPUPYIOT B BakyyMe. OCTaTOK OUYMINAIOT C MOMOIIBIO KO-
JIOHOYHOH XpomaTtorpaduu Ha CHIIUKarese (MeTaHo/aTuianerar). TBepoe BEMeCTBO KPUCTALIN3YIOT U3 CMECH
JTUIIANIETAT/ AMU3OTPOITHIIOBBIN A(HUP ¢ TIOTyUYEHUEM YKa3aHHOTO B 3aroJioBKe coemuHeHus (221 Mmr).

'H SIMP (400 MT', 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, ™), 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).

Ipumep 463. N-{(2S,3S)-1-(Azetuann-1-kapoorun)-2-[([1,1'-OndeHnn]-3-u1)Me T |TUPPOTHINH-3 -
W} IUKJIOTIPOTIaHCYJIb(OHAMMI.

K cmecu ((2S,3S)-3-amuno-2-([0udenni]-3-miMeTHI) TUppoIHIH-11 ) (a3e TuANH- | -mn)MeTanoHa (200 mr)
u TI'® (4 mn) npu komHaTHOW Temneparype pobasisitor DIPEA (100 mr), JIMAII (14,6 Mr) u nukionponas-
cynbhonmxnopus (92 mr). Iloce nepemeniuBaHus B TeUEHHE HOYM CMECh I'acsiT HACBHIIICHHBIM BOJIHBIM pac-
TBOPOM TH/IPOKapOOHATa HATPHUsI M KCTPArHpyIOT dTHianeratoM. OpraHUYecKuil ciaoil OTHeNSIOT, CylaT Haj
0e3BO/IHBIM CyJb(aToM HaTpus M KOHLEHTPUPYIOT B BakyyMme. OCTaTOK OYMIIAIOT C IOMOIIBIO KOJIOHOYHOH
XpoMaTtorpadguu Ha CHIHKareie (MeTaHoJI/3TUanerar). TBepaoe BemecTBO KPUCTAJUIM3YIOT U3 CMECH dTHIIaIle-
TaT/AUU30TIPOTIHIIOBBIN d(UP ¢ TOTydEeHHUEM YKa3aHHOTO B 3aroJIOBKe coenHeHus (228 Mmr).

'H SIMP (400 MT', 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).

Ipumep 466. N-{(2S,35)-1-(Azerunun-1-kapbonwmn)-2-[(2-¢pTop[1,1'-0udenwn]-3-mr)MeTuI | TuppoIIr-
IMH-3-111} -1 -pTopMeTaHCy b (hOHAMUI.

A) tper-byrnin-(2S,3S)-3-(((6enznnokcn)kapobormin)aMuHo )-2-(3-6pom-2-hpropOeH3 ) mnppouanH-1 -
KapOOKCHJIaT.

K cmecn tper-0yTHn-(2S,3S)-3-amuH0-2-(3-6pom-2-¢pTopOeH3mn)nuppoauauH- 1 -kapbokennata (1,43 1),
2M BojaHOTO pactBopa ruapokcuna Hatpus (2,30 mu) u TTD (20 mi) npu 0°C nobasmnsiror 6eH3mIxIopdopmuar
(0,719 r). Cmech nepeMeIIMBarOT MpH KOMHATHOH Temrneparype B Teuenue 30 muH. K cmecu 100aBnsioT HachI-
IIEHHBIH BOIHBIN PAcTBOP THIPOKapOOHATAa HATPHUS M 3KCTPArHPYIOT MOMYUIEHHYIO cMech sTmianeratoM. Opra-
HUYECKUH CIIONW OTHEISIOT, IPOMBIBAIOT BOJOW M HACHIIICHHBIM PACTBOPOM COJIH, CYIIAT Haj O€3BOJHBIM CYJIb-
(haTom HATpHs ¥ KOHIIEHTPUPYIOT B BAKyyMe C TIOJTyICHHEM YKa3aHHOTO B 3arojioBke coequHenwust (2,03 r).

MC: [M+H-Boc]" 407,0.

B) IMunpoxnpua 6en3uin((2S,3S)-2-(3-6pom-2-GpTopOeH3MIT) TUPPOTHAINH-3-1T)Kapbamara.

Cmech Tper-OyTmi-(2S,3S)-3-(((6eH3moKcH))kapOoHMIT)aMUHO)-2-(3-0poM-2-(hTOpOSH3NIT ) IUPPOIU IUH- 1 -
kapOokcunara (1,94 1) u 4M pacTtBopa CONSTHOM KHMCJIOTHI B aTmiianerare (9,58 mi) nmepemMenmmBaioT mpu KoM-
HaTHOH TeMmreparype B TedeHue Houn. CMech KOHIICHTPUPYIOT B BakyyMe. OCTaTOK pacTUPAIOT C ATUIIALIETATOM
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M 0CaJIOK coOMparoT QrIbTpalyeil ¢ MoydeHueM YKa3aHHOTO B 3arojioBke coequnenus (1,54 ).

MC: [M+H]" 407,0.

C) ber3min((2S,35)-1-(azernaun- 1 -mikap6onnn)-2-(3-6poM-2-hTopOeH3U ) MUPPOIUANH-3-1iT)KapOamar.

K cmecu ruapoxmopuaa 6en3mn((2S,3S)-2-(3-6poM-2-hropOeH3nn)mupponuanH-3-mwi)kapoamara (1,54 )
u TT'® (30 M) mpu 0°C mobapmnstor O6uc(Tpuxiopmetin)kapoonat (0,824 ) u DIPEA (0,897 r). ITocne nepe-
memmBanyst ipu 0°C B Teuenue 20 MUH CMeCh KOHIIGHTPUPYIOT B Bakyyme. K octatky go6asmsiror TT'® (30 mur)
n azetuauH (0,991 r). CMech epeMenTuBaloT Ipyu KOMHATHOW TeMIiepaType B TedeHne Houn. CMech racsT Ha-
CBIIIICHHBIM BOJHBIM PAacTBOPOM THAPOKApOOHATA HATPHUS NMPH KOMHATHOM TeMIIepaType W 3KCTPArUpyIOT STHII-
arieraroM. OpraHMYecKril CJIOH OTAEISIOT, IPOMBIBAIOT HACKHIIIEHHBIM PACTBOPOM COJIH, CyIIaT HaJl O€3BOJHBIM
cynb(haToM MarHMs W KOHIEHTPHPYIOT B BakyyMme. TBepJoe BEIECTBO KPUCTAIM3YIOT M3 JTHIIAIETa-
Ta/IMU30IPOITHIIOBOTO APHpa C MOTYUICHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (1,64 r).

MC: [M+H]" 490,1.

D) Ben3un((28S,3S)-1-(azerunun- 1 -unkap6ouni)-2-((2-prop[6npeHnt]-3-m1)Me T T PPOITUANH-3-
wi)kapbamar.

Cmech  Oen3un((2S,3S)-1-(azetnann- 1 -unkapooum)-2-(3-6pom-2-hTopOSH3WIT) TUPPOJIUIUH-3 -1 )KapOa-
Mmarta (600 mr), permnooporoBoit kucioTs (194 mr), XPhos Pd G3 (15,5 mr), 1M BogHOTO pacTBOpa TPHKAINN-
dbocodara (3,67 M) u TT'® (20 mur) mepememmusarot pu 70°C B Teuenue 5 4. [Tocie oxyaxaeHnss HEPacTBOPH-
MO€ BEIIECTBO YAAISAIOT (PriIbTparmel U GMIbTPaT KOHIEHTPUPYIOT B BakyyMe. OCTaTOK KCTParupyroT cMme-
ceto atunaneTat/TI'®. OpraHuueckuii CJION OTHEISAIOT, MPOMBIBAIOT HACHIIIEHHBIM PACTBOPOM COJIH, TPOITYyC-
KatoT yepe3 NH cumkarens u KOHIEHTPHPYIOT B BakyyMme. [loydeHHOE TBEpAOE BEIIECTBO MPOMBIBAIOT 3THII-
areTaToM M JUHU3ONPOIHIOBBIM 3()UPOM C MOJTyYCHHEM YKa3aHHOTO B 3arojioBke coenuneHus (500 mr).

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

E) ((2S,3S)-3-Amuno-2-((2-dprop[6udenm]-3-1ua)Me T muppoIuAH-11 )(a3e TUIMH- | -1IT)METaHOH.

Cwmecp  Oensmn((2S,3S)-1-(azernann-1-mikapoonmn)-2-((2-gprop[6udenrt] -3 -1m)MeTHIT) TUPPOIU T H-3 -
mi)kapbamara (500 mr), 10% nammagus zHa yriae (50 mr), atanona (20 ma) u TT'® (20 M) ruapupyOT ¢ aBie-
HUEeM OaJutoHa NMPU KOMHATHOH Temmieparype B TedueHue 1 4. KaranmzaTop ynamstor ¢punbTpanueit u GuimbTpar
KOHIICHTPUPYIOT B BakyyMe. OCTaTOK OYMIIAIOT C TIOMOIIBIO KOJIOHOYHOH XpoMaTorpadun Ha cunnkarene (NH,
METaHOJI/ATHIIAIETAT) C TIOJyYeHHUEM YKa3aHHOTO B 3arojioBke coenuHeHus (360 mr).

MC: [M+H]" 354,0.

F) N-{(2S,35)-1-(Azetunun-1-kap6onnn)-2-[(2-¢prop[ 1,1'-6udennn]-3-um)meTun |nupponuana-3-umi | - 1 -
(ropmeraHcyTbHOHAMUI.

K cmecu ((2S,35)-3-amuH0-2-((2-prop[Ontennit]-3-mr)Me T TP pOoNTuANH-1IT)(a3eTHIUH- | -HiT)MeTaHOHA
(100 mr) u TT'® (2 M) npu 0°C nobasnsror DIPEA (47,5 mr) u dTopmerancynsponmxitopun (41,3 mr). ITocne
nepeMerinBanus B TeyeHne 30 MUH cMech KOHIEHTPUPYIOT B BakyyMe. OCTaToK OYHMIIAIOT C MOMOUIBIO KOJIO-
HOYHOW Xpomarorpaduu Ha CHIMKareie (dTWiauerar/rekcaH). TBeproe BemecTBO KPUCTAIM3YIOT U3 CMECH
STHIALIETAT/TeKCaH C MOJIyYeHHEM YKa3aHHOTO B 3aroyioBKe coeanHeHus (98 mr).

'H SIMP (400 MT'ri, 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, m), 3,66-3,77 (2H, m), 3,80-3,89 (1H, m), 4,34-4,46 (1H, m), 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, m), 8,15-
8,34 (1H, m).

IIpumep 467. N-{(2S,3S)-1-(Azetuaun-1-kapoonun)-2-[(2,3'-mudrop[1,1'-6ndennn]-3-um)meTnn |nuppo-
muanH-3-u1} - 1 -hropMeraHcyTbHoOHAMUI.

A) ben3un((2S,3S)-1-(azeTrnun- 1 -unkapoonmn)-2-((2,3"-mudrop[ Ond eHn|-3-11)Me T ) TUPPOTH TN H-3 -
ni)kapoamar.

Cwmech  Gen3uin((2S,3S)-1-(azetnaun- 1 -unkapoonmnn)-2-(3-6pom-2-propdbeH3un) mupposinanH-3 -mi)kapoa-
Mata (600 mr), (3-dbTopdermn)ooponoBoii kucnoter (223 mr), XPhos Pd G3 (15,5 mr), 1M BomHOTrO pactBopa
tpukanuiipocdara (3,67 mu) u TT'® (20 M) nepemermBarot pu 70°C B Tedyenue 5 4. [Toce oxnakaeHus He-
pacTBOPHMOE BEIIECTBO YAAISIOT (GMIbTpanueid n GUIbTpaT KOHIEHTPUPYIOT B BakyyMe. OCTaTOK SKCTparupy-
T cMechbio 3tmnaneTatr/TI'®. OpraHudeckuil CIIOM OTACISAIOT, MPOMBIBAIOT HACKHIIICHHBIM PAacTBOPOM COIIH,
nporyckaioT 4yepe3 NH crunkarens M KOHIEHTPHPYIOT B BakyyMe. [losrydeHHOE TBEpI0€ BEIIECTBO IPOMBIBAIOT
JTUJIANETATOM U JUH3OMPOITIIOBEIM d(QUPOM C TIOTYUSHHEM YKa3aHHOTO B 3ar'0JIOBKE coequHeHMsI (475 mr).

MC: [M+H]" 506,2.

B) ((2S,3S)-3-Amuno0-2-((2,3"-nudrop[ Ond eHn|-3-1m)Me THI ) TUPPOTH TAH-FIT ) (a3 TUAUH- | -UT)METaHOH.

Cwmech 0en3nn((2S,3S)-1-(azetnann- 1 -unmkapoonmn)-2-((2,3'-mudrop[O6ndeHn | -3-11) METHIT ) TUPPOITH THH-
3-mm)kapbamar (475 mr), 10% mamragus Ha yrire (0,47 1), stanona (20 mu) u TT'® (20 M) THAPUPYIOT C HaBie-
HUEeM 0aJUTOHA TIPU KOMHATHOH Temreparype B TeueHue | 4. KatamuzaTop ynanstor GuibTpanueid u GuibTpar
KOHIIEHTPUPYIOT B BakyyMe. OCTaToK OYHIIAIOT C MOMOIIBIO KOJIOHOYHOH Xpomarorpadun Ha cuimkarene (NH,
METaHOJI/3THIIAIETAT) C MOJTyUYEeHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (330 mr).

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

C)  N-{(2S,3S)-1-(Azernaun-1-kapbonmn)-2-[(2,3"-mudrop[1,1'-ondenun]-3-ua)mernn | nuppoauaus-3-
wi}-1-gropmerancynsdonamu.

K cmecu ((2S,3S)-3-amun0-2-((2,3"-mudrop[Ondenwn]-3-mn)Me T ) UppOTH IUH-1IT ) (a3e THIUH- | -um)Me-
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tanoHa (100 mr) u TI'® (2 mi) mpu 0°C nobasnsror DIPEA (45,2 mr) u ¢gropmerancyiasdonmnxnopun (39,3
mr). [Tocne nepemenBanus B TeueHre 30 MUH cMech KOHIIGHTPHPYIOT B BakyyMe. OCTaToOK OYHIIAIOT C TIOMO-
b0 KOJIOHOYHOM Xpomarorpaduu Ha CHIIMKarese (dTuiamnerar/rekcan). TBepoe BEMECTBO KPUCTAIUTH3YIOT U3
CMECH JTUJIANETAT/TeKCaH C MOJTyICHHEM YKa3aHHOTO B 3arojioBke coeauHenus (80 mr).

'H SIMP (400 MI', 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).

Ipumep  471.  N-[(2S,35)-2-[([1,1'-Budenwnn]-3-mr)meTnn]- 1 -(IuKI00y TaHKAPOOHUI ) ITUPPOTHIAH-3 -
W [TaHCYTH(OHAMUI.

K cmecn rumpoxmnopuna N-((2S,3S)-2-(6udennn-3-mmeTun)muppouaud-3-mi)3Tancyinbponamuaa (100
MT), IMKI00yTankap6oHoBoi kucyotsl (31,5 mr), HATU (120 mr) u IM®A (1 mi) npu 0°C nob6asmsror TEA
(80 mr). Cmech nepeMeIInBaOT Npy KOMHATHOW Temneparype B Teuenue 30 muH. K cMecn no06aBisioT Hachl-
IIEHHBIH BOJHBIN PAacTBOP THIPOKapOOHATAa HATPHs M IKCTPArupYyIOT MOJYYEHHYIO cMech aTminaneratoM. Opra-
HUYECKUH CIIOW OTIEISIOT, TPOMBIBAIOT BOJOW M HACHIIICHHBIM PaCTBOPOM COJIM, CyIIAT Haj O0€3BOIHBIM CYJIb-
(aToM HaTpUs M KOHIEHTPUPYIOT B BakyyMe. OCTaTOK OYMINAIOT C TIOMOIIBIO KOJIOHOYHOM XpoMaTorpaduu Ha
cumkarene (MeraHod/dTunaneraT). OCTaTok KpUCTALIU3YIOT U3 CMECH dTHIIANEeTaT/ AMU30TIPOITHIIOBEIH dQup C
MOJTydeHHWEM YKa3aHHOTO B 3aroJioBKe coequHeHus (75 mr).

'H SIMP (400 MT', 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).

IMpumep 474. (2S,3S)-3-[(Drancynsponrmin)amuno]-2-[(3'-¢pTop[1,1'-0udenmn]-3-mr)metmn|-N-MeTokch-
N-MeTHImHUpPOTUANH- | -KapOOKCaAMUI.

A)  tper-bytun-(2S,3S)-3-((atuncynsponrmn)amuHo)-2-((3'-pTop[Ondenn]-3-un)MeTH ) TUPPOTUINH- | -
KapOOKCHIIaT.

Cmech  Tper-OyTmin-(2S,3S)-2-(3-6pomben3nin)-3-((3THiacy I OHIIT)aMHHO ) TUPPOIHINH- | -kapOoKcuiaTa
(671 mr), (3-propdennn)doponoBoii kucnotsl (273 mr), XPhos Pd G3 (38,1 mr), 1M BogHoro pactBopa TpHKa-
matidocdara (4,50 min) u TT'® (7,5 mir) nepemenmmBatot npu 70°C B Tedenue 1 4. CmMech KOHIEHTPUPYIOT B Ba-
kyyme 1 yaaneHus TI'® u ocTaTok 3KCTparupyroT sTunaneratoM. OpraHudecKuil cliod KOHLEHTPUPYIOT B
BakyyMme. OCTaroK OYMINAIOT C MOMOUIBIO KOJIOHOYHOHW xpomarorpaduu Ha cumkarene (NH, srtunane-
TaT/TeKCaH) ¢ TOJyUYeHHUEM YKa3aHHOTO B 3aroJioBKe coeqnHeHus (690 mr).

MC: [M-H] 461,3.

B) IMunpoxmopun N-((2S,35)-2-((3'-prop[Oud ennn]-3-nia)Me T ) TUPPOTHINH-3 -HIT)dTAaHC Y Tb()OHAMHUIA.

4M pacTBOp COJISTHOM KHCIIOTHI B dTHianerare (7,46 M) Ipu KOMHATHOW TemIiepaType JT0OaBISIOT K Iie-
peMermBaeMoin cMecH TpeT-0yTnn-(2S,3S)-3-((atuncynabponnn)amuno )-2-((3'-prop[Ond enwn]-3-mm)me-
TAN) AP poIHInH- 1 -kapookcunaTa (0,690 1) u sTunanerata (3 mur). CrycTs 1 9 MOITYYSHHBIA TBEPIBIN MPOIYKT
coOUparoT GuUIbTpAIME C MOTyYCHHEM YKa3aHHOTO B 3aroJIoBKe coeanHeHHs (508 Mmr).

MC: [M+H]" 363,2.

C)  (2S,35)-3~((Oruncynsponmn)amuno)-2-((3'-grop[oudenun]-3-ua)meTnin)muppoauauH- 1 -kapOoHUII-
XJIOPH]L.

K cmecn runpoxmopuma  N-((2S,3S)-2-((3'-drop[Oudennn]-3-mm)MeTHIT) HTUPPOIU IUH-3 -HIT)ITAHCY T~
¢onamuza (508 mr), Ouc(tpuxnopmermn)kapoonata (302 mr) u TI'® (6 i) nmpu 0°C nobasnsitor DIPEA (329
mr). [locne mepememmBanus NMpH KOMHATHON Temmeparype B TedeHHe 30 MUH peakIHOHHYIO CMECh KOHIICH-
TpYIOT B BakyyMme. OcTaTok pa30aBisIOT 3THIIALETATOM, IIPOMBIBAIOT HACHIIIEHHBIM PACTBOPOM COJIM M OYHIIa-
FOT C TIOMOIIBI0 KOJIOHOYHON XpoMaTorpaduu Ha CHIIMKarese (3THIAeTaT/TeKcaH) ¢ oydeHHEM YKa3aHHOTO B
3aroJIoBKe coennHeHus (542 Mmr).

MC: [M-H] 423,2.

D) (2S,3S)-3-[(Drancynbdonmn)amuno]-2-[(3'-drop[ 1, 1'-Ondennn]-3-mm)meruin]-N-meTokcn-N-MeTHII-
NUPPOIHUINH- 1 -KapOokcamu L.

DIPEA (330 Mr) npu KOMHaTHOH TemIiepatype mA00aBisioT K nepeMermBaeMoi cMmecu (2S,3S)-3-((atmi-
cynbhonmn)amMuHo)-2-((3'-gprop[Oudenun]-3-mm)meTrn)nupponuauH- 1 -kapoonmnxinopuaa (271 mr), ruapoxio-
puna N-metokcumeranamuna (124 mr) u TT'O (3 mo).

[Tocne nepememmuBanus npu 60°C B TedeHue 2 4 peakIMOHHYIO CMECh OXJIaXKJAIOT 10 KOMHATHON TeMIie-
paTyphl, TacAT HACHIIIEHHBIM PACTBOPOM COJHM M KOHIEHTPUPYIOT B Bakyyme. OCTaTOK OYHMIIAIOT C ITOMOIIBIO
KOJIOHOYHOM XpomaTorpaduy Ha CHIIMKareyie (ITUJaleTaT/TeKcaH) ¢ MOJIy9eHUEM IMPOIYKTa B BUJE TBEPIOTO
BeriecTBa. TBepaoe BEIECTBO KPUCTATUIN3YIOT M3 CMECH STHIIAIETAT/TeKCaH C MOMyYeHHEM YKa3aHHOTO B 3aro-
JOBKe coequHeHus (248 mr).

'H SIMP (400 MI'u, CDCly) & 1,23 (3H, 1, J=7,4 T'm), 1,80-1,92 (1H, m), 2,09-2,23 (1H, m), 2,86 (2H, kB,
J=7,3T'm), 2,90-2,97 (1H, m), 2,98 (3H, ¢), 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'y), 4,53-4,66 (1H, m), 6,98-7,07 (1H, m), 7,27-7,45 (6H, m), 7,50 (1H, c).

Mpumep 475. (2S,35)-3-[(Aumernncynspamoni)amuno|-2-[(2-drop[1,1'-Ondennn]-3-mmn)merwn]-N,N-
JUMETHINUPPONIUANH- | -kapOoKkcaMu.

Cmecr  (2S,35)-2-(3-6pom-2-pTopben3mn)-3-((aumeTrncynbdamort)aMuHO )-N,N-TUMe THIITHPPOJTU TUH-
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1-kapOokcamuna (650 mr), pernndoponoBoit kucioThl (228 mr), XPhos Pd G3 (18,3 mr), 1M BogHOTO pacTBOpa
tpukanuiipocdara (4,32 i) u TT'® (3,6 M) nepememmsatot npu 70°C B Teuenue 1 4. Cmech pa3daBisIOT Ha-
CHIIIIEHHBIM BOJHBIM PacTBOPOM I'MIpPOKapOOHATa HATPHS U SKCTPArHPYIOT 3TmianeratoM. OpraHuuecKui Ciou
OTZAEJAIOT, IPOMBIBAIOT HACBIIICHHBIM PaCTBOPOM COJIH, CyIIaT Haj 0€3BOJHBIM CylIb()aTOM MarHus M KOHIICH-
TPUPYIOT B BakyyMme. OCTaTOK OYHIIAIOT C IMOMOIIBI0 KOJOHOYHOH Xpomarorpaduu (NH, sTumanerat/rekcan).
TBepmoe BemecTBO KPHCTAIUIN3YIOT M3 3THIANETAT/TEKCaHa C TOJydeHHEM 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).

Mpumep 476. (28S,3S)-3-[(Aumernincynbdamonn)amuHo |-N,N-numerun-2-[(2,3',5'-tpudrop[1,1'-6ude-
HWJI|-3-MI1)MEeTUII | TUPPOIUINH- | -KapOoKcamMu .

Cmecr  (2S,35)-2-(3-6pom-2-pTopben3mn)-3-((aumeTuncynbdamora)aMuHO )-N,N-TUME THIITHPPOJTU TUH-
1-xap6okcamupa (650 mr), (3,5-andpTopdennn)ooponosoii kucnotsl (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
pa30aBIIIOT HACHIIICHHBIM BOJHBIM PAcTBOPOM I'MIpOKapOOHaTa HATPHS U SKCTParupyror stunaneraroM. Opra-
HUYECKUH €0 OTHEISIOT, MPOMBIBAIOT HACBHIIEHHBIM PAacTBOPOM COJHM, CyIIAaT Haj OC3BOIAHBIM CYJIb(HaToOM
Marfvsi ¥ KOHICHTPUPYIOT B BakyyMe. OCTaTOK OYHMINAIOT C MOMOIIBIO KOJIOHOYHOH XpoMaTorpaduu Ha CHIIH-
karesne (NH, stunanerar/rekcan). TBepoe BEMECTBO KPUCTALTU3YIOT U3 CMECH ITHJIAIETAT/TEKCAH ¢ TMOJTyde-
HUEM YKa3aHHOTO B 3aroyioBke coeauHeHus (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, m), 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).

[Mpumep 477. (2S,3S)-2-[(3",5"-Audrop[ 1,1'-6udenwn]-3-mm)mernin]-3-[ (3Tancynbdonnmt)aMuHo |-N-MeTOK-
cu-N-MeTHIMpposIuAnH-1 -kapOoKcaMu.

K cmecn ruapoxmopunga N-((2S,3S)-2-((3',5'-mudropondernin-3-mm)MeTHIT) TUPPOIU JUH-3 -1 )3 TAHCY b~
¢onamuzna (500 mr), TEA (607 mr) u TI'® (10 mi1) npu KoMHaTHO# TemmepaType no0aBisitoT N-MeTokcu-N-
metmiikapoamomxsopun (310 Mr). Cmech KHIATAT ¢ OOpaTHBIM XOJIOJMJIBHUKOM B TeueHue 15 muH. CMech
pasbasisioT ¢ moMotmbio TI'D u ocamok ymansator GuibTparueit. @uIbTpaT KOHIEHTPUPYIOT B Bakyyme. OcTa-
TOK OYHIIAIOT C TIOMOINBI0 KOJIOHOYHOW XpomaTorpaduu Ha cHiIMKarese (dTHIAIeTaT/TeKCaH) U MEePeKPHUCTa-
JIU30BBIBAIOT M3 CMECH THJIALIETAT/TEKCaH ¢ TIOJIydeHNEM YKa3aHHOTO B 3ar0JIOBKE COeTMHEHUs (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, m), 3,57 (3H, c), 3,59-3,72 (1H, m), 3,90-4,03 (1H, m), 4,39 (1H, &, 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).

IIpumep 479. 1-®@top-N-[(2S,3S)-2-[(2-dTop[1,1'-Ondennn]-3-um)mernn]-1-(2-ruapoKcr-2 -MeTHIIIIPOTIA-
HOWUT) TUPPOITUIHH-3 -1 | IUKJIONPOTIaH- 1 -CynphoHaMu I,

A) tper-bytmin-(28S,3S)-3-((mknonponuicynshoHuT)aMuHo )-2-((2-grop| Ord eHu |-3-1m)Me T ) THp-
ponuauH-1-kapOoKcuaT.

Cmech Tpet-0yTni-(2S,3S)-2-(3-0pom-2-¢propoen3nn)-3-((HIUKIONPONHICYIb()OHIIT)aMHHO )THPPOIHUIMH-
1-xap6okcunara (500 mr), pennndoponoBoii kucnotsl (153 mr), XPhos Pd G3 (8,87 mr), 1M BoxmHOro pacteopa
tpukanuiipocdara (3,14 mu) u TT'D (2 mi) nepemermBarot npu 70°C B Tedenue 1 4. CMech BBUIMBAIOT B BOAY
NPy KOMHATHOH TeMIepaType M SKCTparupyroT sTunaneratoM. OpraHW4eckuil 1o OTAEISIOT, MPOMBIBAIOT
HACBILICHHBIM PAaCTBOPOM COJIH, CyHIAT HaJ O€3BOIHBIM CyIb(aTOM MarHus M KOHIEHTPUPYIOT B Bakyyme. Oc-
TAaTOK OYHIIAIOT C IMOMOIIBI0 KOJOHOYHOW XpoMartorpadueii Ha cumukarene (NH, sTumamerar/rekcad) ¢ moiy-
YeHUEM YKa3aHHOTO B 3arojioBke coequHeHus (490 mr).

MC: [M+H-Boc]" 375,1.

B) 1-®top-N-[(25,3S)-2-[(2-bTop[1,1'-6udennn]-3-um)mernn]-1-(2-ruApoKCH-2-ME THITTPOTIAHOWII ) TTHP-
POIMIAMH-3-WI | MKIIONpoTaH- 1 -cynbhoHamMu .

K cmecm  tper-OyTHin-(2S,3S)-3-((uxnonponumicyibdonnt)aMuHo)-2-((2-dTop[Ondennn]-3-mr)me-
THI)upposmani-1 -kapookcunara (490 mr) u TI'® (4 mun) o xamsim ripu -78°C nobasinsitot 2,6M pacTBop H-
Ooyrumutust B rekcane (1,39 mu). Iocne nepemermmBanus npu -78°C B Teuenne 30 MUH K peakIMOHHOM cMecH
1o KarmsiM n00aBisaoT cMech N-¢rop-N-(dermicynbdonmn)densoncynbdonamuna (488 mr) u TI'd (4 mu).
Cwmech nepememmBarot ipu 0°C B atMocdepe azora B TedueHue 1 4. CMech racsT HaChIIIEHHBIM BOJTHBIM PacTBO-
POM XJIOpHIA aMMOHUS U SKCTParupyroT 3TuiaaneTaroM. OpraHuuecKuil clIoi OTACISIOT, IPOMBIBAIOT BOAOH U
HACBIIICHHBIM PAaCTBOPOM COJIH, CyHIAT HaJ O€3BOIHBIM CyIb(aTOM MarHus M KOHIEHTPUPYIOT B Bakyyme. Oc-
TaTOK OYHWIIAIOT C TIOMOIIBIO KOJIOHOYHON XpoMmaTorpaduu Ha cuiukarese (dtunamnerar/rekcan). CMech ocTaTka
(280 mT) 1 4M pacTBOpa COISHON KUCIOTHI B dTHIanerate (2,84 mMi1) mepeMenmBaioT Mpy KOMHATHON TeMIiepa-
Type B cyxoit atmocepe (CaCl,) B Teuenne Houn. CMech KOHIIEHTPUPYIOT B BakyyMe. CMech ocTaTka (244 mr),
DIPEA (737 mr) u TT® (5 mur) mepemenmnBaloT npu KOMHaTHOHM Temneparype B reuenue 30 muH. K cycnensumn
no xamwpsiM npu 0°C nobasisiror 1-xmop-2-metni-1-okconponan-2-wnanerart (113 Mr) u nepeMemmBaioT moiy-
YEHHYIO CMECh IpH YKa3aHHOW Temmeparype B TeueHue 1 4. K nomyueHHoMy pactBopy n100aBisitoT 4M BOIHBIH
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pactBop ruzapokcuna autus (1,14 M) ¥ nmepeMenIMBaloT MoJy4eHHYI0 CMECh IPH KOMHATHOM TemIepaType B
TedyeHne Houn. CMech pa30aBiIsAIOT HACHIIIEHHBIM PACTBOPOM COJIM U OKCTPAarupyroT sTmianeraroM. Oprannye-
CKHUH CIIOH OTAENAIOT, CymaT HajJ O0€3BOJHBIM CyIb(aTOM MarHusi 1 KOHIEHTPUPYIOT B BakyyMme. OCTaTOK O4H-
maoT ¢ nmoMombio mpenapatusHoii BOXX (C18, moxBmxnas ¢asza: Boma aneToHHTpI (comepxamuii 0,1%
TOVYK)). lleneByro (paknuio HEHTpaIM3yrOT HACHIIICHHBIM BOJHBIM PAaCcTBOPOM THAPOKapOOHATA HATPHUS U
9KCTParupyroT dTuianeraToM. OpraHudecKuil ClIoi OTAENAOT, CylaT Haj OC3BOAHBIM CyIb(ATOM MarHusi U
KOHIICHTPUPYIOT B BaKyyMe C IMOJIYYCHHEM YKa3aHHOTO B 3arojioBke coeamHenus (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, ™), 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, ymr.c).

[Mpumep 480. 1-drop-N-{(28S,3S)-1-(2-ruapokcu-2-metunmnponanonn)-2-[(2,3",5"-rpudrop[ 1,1-6ndpennn]-
3-JT)METHII [HUPPOITHINH-3 -1 } IUKJIONPOTIaH- 1 -CyIb(hoHaMuU .

A) tper-bytnn-(2S,3S)-3-((unknonponuncynshoHmt)amuno)-2-((2,3",5'-rpud Top[Ondennn]-3-mm)me-
THIT)TUPPONUANH- | -KapOOKCHIIaT.

Cmech Tpet-0yTni-(2S,3S)-2-(3-0pom-2-pTopoen3nn)-3-((HIUKIONPONHICYIb()OHIIT)aMHHO )THPPOIHUANH-
1-kap6okcunata (500 mr), (3,5-mudropdennn)oopornoBoit kucaoTsl (248 mr), XPhos Pd G3 (44,3 mr), 1M Boa-
HOTO pactBopa Tpukanuiipocdara (3,14 mu) u TT'D (2 M) nmepememmsaroT npu 70°C B Tedenue 2 4. Cmech
BBUIMBAIOT B BOJY NIPH KOMHATHOH TeMIepaType U 3KCTPAarupyroT 3TwianeratoM. OpraHuuecKuil ClIoi oTaesns-
0T, TPOMBIBAIOT HACBILICHHBIM PACTBOPOM COJIH, CyIIAT HaJ O€3BOJHBIM CyIb()aToM MarHus U KOHIEHTPHPYIOT
B BakyyMe. OCTAaTOK OYHMIIAIOT C TOMOIIBI0 KOJIOHOYHOW Xpomartorpadum Ha cuiaukarene (NH, stumane-
TaT/TeKCaH) ¢ TOJyUYeHHUEM YKa3aHHOTO B 3aroJIOBKe coeTMHEHNs (488 Mmr).

MC: [M-H] 509,2.

B) 1-®rop-N-{(2S,3S)-1-(2-runpokcu-2-merunnponanonn)-2-[(2,3',5'-rpudrop[ 1,1-6udennn]-3-mr)me-
THJ | TUPPONTUANH-3 -1 } IUKJIOTIPOTIaH- 1 -cyapoHamMu L.

K cmecum  tper-Oytmin-(2S,3S)-3-((muknonpornmicyiabdonmt)amuno)-2-((2,3',5'-rpud rop[ ondennn]-3-
WJT)METHI) TUPPOSHINH- 1 -kapOokcuiara (453 mr) u TI'® (6 mi) no xamwrsaM npu -78°C nobasisiror 2,6M pac-
TBOp H-OyTmimmTHs B rexcane (1,19 mu). [Tocne nepememuBanus npu -78°C B Teuenne 30 MUH K peakIMOHHOH
CMECH IO KarusiM A00aBisioT cMech N-GTop-N-(denmicynbponnn)oenzoncynbporamuna (699 mr) u TT'O (12
wut). CMech MEJUIEHHO HarpeBaroT 10 KOMHATHOM TeMIepaTypsl ¥ IEPEMENINBAIOT B aTMoc(epe a30Ta B TCUCHHUE
HOuM. CMech racaT HachIICHHBIM BOJHBIM PACTBOPOM XJIOPHAA aMMOHHMS M SKCTparupyor stunaneratom. Op-
TaHUYECKUH CIIOW OTAENAIOT, MPOMBIBAIOT BOJOW M HACBHIIIEHHBIM PAacTBOPOM COJHM, CyIIaT Hajx OE3BOAHBIM
cynb(haToM MarHusi ¥ KOHLEHTPUPYIOT B BakyyMme. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOYHOW XpoMmarorpa-
¢un Ha cunmmkarene (dTwnanerar/rekcan). CMmech octatka u 4M pactBopa comnsHoi kucyioTel B CPME (5 mur)
MepeMeIInBaloT MPU KOMHATHOW TemIiepaType B TeueHne Houn. CMech KOHLEHTPUPYIOT B BakyyMme. OcCTaTok
pacTHparoT ¢ 3TWIIALIETATOM M IOJIydYEeHHOE TBEpJ0e BellecTBO cobupatoT ¢pmibTpanueil. K cmecu ocrarka, DI-
PEA (143 mr) u TT'® (5 min) mo xamisMm no0aBisor 1-xmop-2-MeTui- 1 -okconpomnan-2-uianetar (43,8 mr) mpu
KOMHATHOW TeMIlepaType M IMepeMeNINBaloT TIOJIydYeHHYI0 CMeCh NIPU yKa3aHHOH TemrepaTtype B Teuenne 1 4. K
cMmecH 100aBistoT Boy (2 mut) u 4M BoxHbli pacTBop ruapokcuna mutus (0,443 Mi1) ¥ IepeMerrBaioT Moiy-
YEHHYIO CMECh NP KOMHATHOM TemIiepaType B TedeHHe Houd. CMmech pa30aBIAIOT HACBHIIIEHHBIM PacTBOPOM
COJIM M 3KCTPAarupyroT dTuianeratoM. OpraHn4eckuil Cloi OTAENsIoT, CyaT Hal 0€3BOAHBIM CyIb(aToM Mar-
HUS ¥ KOHIIGHTPUPYIOT B Bakyyme. OCTaTOK OYMINAIOT ¢ TIOMOIIbIo mpemnapatuBHoit 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, ar, J=11,7, 7,2 T'n), 4,79 (1H, ym.c), 6,82 (1H, 1T, 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'n).

WmmroctpatuBueiii  npumep  482.  N-((285,35)-2-((2,3'-Audropoudenun-3-mr)mernn)- 1 -(2-rugpoxcu-2-
METWINPOTIAHO W) TUPPOJIUANH-3 -1IT)3TaHCYIb(QOoHAMH (HE BXOAUT B 00BEM MPEACTABICHHOTO H300pETEHN).

A) T'mppoxnmopun  N-((2S,3S)-2-((2,3'-mucTopOudenu-3-mi)MeTHII) TUPPOTUANH-3-1IT)3TaHC Y Ib(HOHa-
MHJA.

K cmecn Tper-0ytun-(2S,3S)-2-((2,3"-nudropoudenun-3-mi)mernn)-3-((3TriicyabGpoHIIT)aMIHO ) T PPO-
muanH- 1 -kap6okcmiata (5,69 ) 1 MeOH (10 M) mpu KOMHATHO# Temmiepatype 100aBisroT 4M pacTBop cossi-
HOM KHCIOTHI B dTHianerate (35,5 mia). CMech epeMenmBaroT P KOMHATHOW TeMIiepaType B TeUSHHE HOUH.
PacTBopuTens ynansioT B BaKyyMe U IIOJTY4YE€HHOE TBEPJOE BEIIECTBO PACTHUPAIOT B IMOPOLIOK C JUU3OIPOIHIO-
BEIM 3¢upoM. Ocamok coouparoT GuiIbTpanued, IpOMBIBAIOT JUH3ONPOITHIOBHIM d()UPOM H CYIIAT C IMOJTYICHH-
€M yKa3aHHOTO B 3aroJioBke coeanHeHus (4,87 1).

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

B) N-((25,35)-2-((2,3'-Aucdropobudenun-3-mm)mernn)- 1 -(2-ruapoKcu-2 -MeTHIIPONaHOWIT ) TUPPOITH I H-3 -
WIT)3TaHCyIb(QoHaAMHUT.

Cwmech ruapoxsopuna N-((28,35)-2-((2,3'-mudropOudeHn-3 -1m)MeTHI) TUPPOIUIHH-3 -HIT)3TAHCYIB(O-
Hamuga (4,87 r), DIPEA (7,55 r) u TT'® (50 mu) mepeMeImBaroT pu KOMHATHOU TeMIieparype B TeueHue 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 yKa3aHHOI TemriepaTtype 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 pa30aBisIfOT 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 Xpomartorpaduu Ha CHIIH-
Karene (3Tunanerar/rekcan). OCTaTOK KPHCTaUIM3YIOT U3 CMECH 3TaHOJI/BOJA C TOJyYeHHUEM 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 aHanu3. Beramcneno mis C,sHosFaN,0,4S-0,3H,0: C 58,53; H 6,11; N 5,94, Haiineno: C
58,42; H 6,35; N 6,00.

Mpumep  483.  N-((28S,3S)-1-(2-I'mnpoxcu-2-merunnponanonin)-2-((2,3",5'-rpudropoudenni-3-mr)me-
THJT)TUP POITHIMH-3 AT )METAHCyIb(OHAMI.

Cmech ruapoxmopuaa  N-((2S,35)-2-((2,3",5"-tpudropOondeHunn-3 -1 METHI ) TUPPOITUANH-3 -1 )METaH-
cynshonamunaa (8,5 ), DIPEA (13,1 1) u TT'® (81 mu) mepeMemBarOT Mpyu KOMHATHON TeMIIepaType B TeUCHUE
30 mun. K cycniensun no karmmsim npu 0°C goGansioT 1-xmop-2-meTui- 1-okconpormnan-2-unamnerat (3,99 1) u
TIEPEMEIMBAIOT TPU YKa3aHHOW TeMIiepatype B TedeHue Houn. K cmecu no6aBistior Boay (53,9 M) u 4M Bon-
HBIA pacTBOp THAPOKCHAA TUTHS (25,2 MIT) M CMeCh TEepEMENMBAIOT TIPY KOMHATHOW TeMIIepaType B TeUeHHE
HouH. CMecCh TacsT HaCBHIIICHHBIM BOJHBIM PAacTBOPOM THIPOKapOOHATa HATPHS U KCTPATUPYIOT STHIIAIICTATOM.
OKCTpPaKT MPOMBIBAIOT HACKHIIIEHHBIM PAaCTBOPOM COJIM U MPOITyCKAIOT Yepe3 CIIoH cwmkarens. PactBop oun-
MIAIOT C MOMOIIBLI0 KOJIOHOYHOM Xpomarorpaduu Ha cunukarene (NH, stunanerar/rekcan). IToxyuenssiii mpo-
JOYKT KPHCTAJUIM3YIOT U3 CMECH 3TAaHOJ/BOJA C INOJYYEHHEM YKa3aHHOTO B 3arojioBke coeaumHenus (5,27 r) B
¢dopme ruzpara.

'H SIMP (400 MT'ri, 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).

OneMmeHTHBIM aHanm3. Beraucneno mis Co4H,7F3N,OsS-1,5H,0: C 53,11; H 5,67; N 5,63. Haiineno: C
53,19; H 5,65; N 5,61.

[Tpumep 484. N-((28,35)-1-(2-T'unpoxcu-2-metunmponanown)-2-((2,3',5'-tpudropbudennn-3-
WJT)METHIT ) TAPP OJTH TN H-3 -WIT)dTAaHCYTb(OHAMHT.

A) Twugpoxmopun N-((2S,3S)-2-((2,3",5'-TpudTopobudeHn-3 -mn)MeTHIT) TUPP O INH-3 -1IT)3TAHCYIIb(O-
HaMHJA.

K cmecu tper-0ytmin-(2S,3S)-2-(3-6pom-2-hTopoeHsmn)-3-((3TUACYTHGOHII )aMIHO )TUPPOJIAANH- 1 -Kap-
6okcmara (10 1), (3,5-mudropdermna)oopoHoBOit KUCIOTH (5,09 1), Tpukanuiidhocdara (13,7 r), TT'D (50 mn) u
Boas! (30 mur) nobasmsitor XPhos PD G3 (0,273 r) npu koMHaTHOH Temneparype. CMech epeMEIINBaIOT IPH
70°C B Teuenue 1 u. [locne KOHUEHTPUPOBAHUS B BaKYyM€E OCTATOK OUYHMIIAIOT C TIOMOIIbIO KOJIOHOYHOM Xpoma-
torpadun Ha cunukarene (NH, stunanerar/rexcan) ¢ noxydyeHueM mMacia. K cMec 1osrydeHHOTO Maciia M 3THII-
anerara (10 M) ¢ mepeMeIIMBaHUEM TP KOMHATHOHM TemriepaType 100aBisitoT 4M pacTBOp COJSIHOW KUCIIOTHI B
stmnarerat (53,7 mu). Cryers 18 4 peakilMOHHYI0 cMeCh KOHIIEHTPUPYIOT B BaKyyMe, TBEpPAOC BEIIECTBO COOU-
paroT GUIbTpaIKel ¢ MOIyIeHHEM YKa3aHHOTO B 3aroyioBke coeauHeHus (8,81 ).

MC: [M+H]" 399,3.

B) Twumpoxmopun N-((2S,35)-1-(2-ruapokcu-2-metuimpornanomt)-2-((2,3',5'-rpudpTopoudenmn-3 -mn)me-
TH)TAPPOTHINH-3 -WIT)dTAaHCYTb(OHAMHUIA.

Cmech N-((25,3S)-2-((2,3,5'-tpudTopOud eHIIT-3 -1 ) METHI ) TAPPOTUANH-3 -1 )aTaHCyIbhoHamuma (8,81
r), DIPEA (7,85 1) u TT'® (100 M) mepeMemmBarOT Ipu KOMHATHON Temmieparyps B Tedenne 30 muH. K momy-
yeHHOH cycrieHsun npu 0°C mo xarsMm 1o0aBisioT 1-xmmop-2-metni-1-okconponan-2-mnanerar (4,00 r). ITocne
HepeMeIInBaHus B TedeHne | 4 mpu KOMHATHOH TeMmeparype K cMecu nobasisiioT Boay (10 mi) n 4M BonHbIH
pactBop ruapokcuna autus (25,3 mi). Coycts 48 u cMech racaT HachIIEHHBIM BOJHBIM PacTBOPOM THAPOKap-
OoHarta HaTpus, pa30aBIIOT STHIALETATOM, IIPOMBIBAIOT HACHIIICHHBIM PAacTBOPOM COJIH, CYIIAT HaJ 0e3BOj-
HBIM Cynb(haToM HaTpusi, GUILTPYIOT U KOHIEHTPUPYIOT B BakyyMe. OCTaTOK OYMINAIOT C MOMOIIBIO KOJIOHOY-
HOM Xpomarorpaduu Ha CUIUKarese (dTHIIANETAT) U KPUCTAUTH3YIOT U3 CMECH JTHJIAIETAT/TeKCaH C IMOTYICHH-
€M yKa3aHHOTO B 3aroyioBke coeauHeHus (8,71 1).

'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, ox, 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).

N-((2S,3S)-1-(2-ruapokcu-2-metuipornanomn)-2-((2,3',5'-rpudropoud eHumn-3-mn)Me T ) TUPPOTU TUH-3 -
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win)atancyiabdonamuy (550 Mr) KpUCTANIM3YIOT U3 CMECH STHIIALETAT/TEKCaH C MOJIyYeHHEM yKa3aHHOTO B 3a-
ronoBke coeaunaenus (400 mr). T.mur. 139°C.

IIpumep 485. N-((2S,3S)-1-(Azetuann-1-unkapoonwmn)-2-((2,3'-mudTopoudeHn-3 -ur)MeTHI) T PP OIIr-
JIUH-3-MT)METaHCYTb()OHAMII.

A) Tuapoxmnopun N-((28,35)-2-((2,3'-nupropOrd eHNIT-3- AT ) METHI ) TUPPOITUAUH-3 -1 ) METAHC Y JTh-
(honamma.

K cmecu Tper-0ytnn-(2S,3S)-2-((2,3"-mudropoudennn-3-mn)mMeTin)-3 -((MeTUICYITH(OHIT ) aMHUHO ) TTHP-
pomuanH-1-kapookcmnara (1,77 r) u sTunanerara (20 mMi1) Ipu KOMHAaTHOW TeMIiepaType mao0aBistoT 4M pac-
TBOP COJITHOHM KHCIOTHI B aTHianerate (28,5 mir). CMech mepeMenrBaioT Ipy KOMHATHOH TeMIeparype B Tede-
Hue 2 4, 3ateM npu 60°C B Teyenue 1 4. [locie BeImapuBaHus TBEpJOE BELIECTBO COOMPAIOT (HIBTpALMEn C
JMH30TIPONHIIOBBIM 3()UPOM C MOJTYYCHHEM YKa3aHHOTO B 3aroyioBke coeanHenus (1,44 r).

MC: [M+H]" 367,0.

B) (285,35)-2-((2,3'-AudropOudenun-3-mn)MeTunxiaopun)-3-((MeTHICy I OHIIT)aMHHO ) TUPPOIUIUH- | -
KapOOHHMII.

K cmecu rumppoxmopuna N-((2S,35)-2-((2,3'-nudropOud eHrIT-3-1i1 ) METHI ) TUPPOTUAUH-3 -1 )METAHC Y JTh-
dbonamuma (492 mr), ouc(tpuxsopmernn)kapooHats (217 mr) u TT'® (6 mur) npu 0°C mobasisiror DIPEA (316
mr). Ioce mepememnBaHus IPH KOMHATHOH TeMmiepaType B TedeHre 30 MHH peaKIMOHHYIO CMEeCh KOHIICHTPH-
pytoT B BakyyMme. OcTaTOK pa30aBIsiOT ATHIIALETATOM, IPOMBIBAIOT HACHIIIIEHHBIM PACTBOPOM COJIM M OYHIIAIOT
C TIOMOIIBIO KOJIOHOYHOH Xpomarorpaduu Ha CUJIMKarelie (ITHJIANETAT/TeKCaH) ¢ MOJyYeHHEM YKa3aHHOTO B
3aroJIoBKke coennHeHus (548 mr).

MC: [M-H] 427,2.

C) N-((2S,35)-1-(Azernaun- 1 -unkapoonnn)-2-((2,3'-audpTopOudeHu-3-nir) METHIT ) TP POJTU AN H-3 -HIT)Me-
TaHCyIb(poHaAMUL.

AzeruauH (209 Mr) 106aBISIIOT IPH KOMHATHOM TeMIlepaType K nepeMernnBaemoit cmecu (2S,35)-2-((2,3'-
mudropoudenmn-3-mr)mern)-3-((MeTUICYIb()OHNIT)aMIHO TP PO ANH- | -kapOooHuIxnopuaa (524 mr) u TT'd
(6 mm). [Tocne mepemermmBanusl B TedeHre 30 MUH pEeaKIMOHHYIO CMECh KOHIIEHTPUPYIOT B BakyyMme. OcTaTok
Pa30aBIAIOT ATHIIAIIETATOM, NIPOMBIBAIOT HACHIIICHHBIM PAcTBOPOM COJIH, CYIIaT HaJ O€3BOIHBIM Cyib(aTom
HaTpusl, QUIBTPYIOT U KOHLIIEHTPUPYIOT B BakyyMe. [loimydeHHOE TBEpAOE BEUIECTBO KPUCTAJUIM3YIOT U3 CMECH
stuwnanetaT/EtOH ¢ monmydenneM yka3aHHOTO B 3arojioBke coeaunenus (404 mr).

'H SIMP (400 MI', 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, x,
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).

IIpumep 486. (2S,35)-2-((2,3'-Audropoudenwn-3-un)mernn)-3-((dTrncyabGoHmT)aMuHO )-N,N-THMe THII-
NUPPOIUINH- 1 -KapOokcamu L.

(28,35)-2-((2,3'-Audropoudenun-3-mr)merun)-3-((3runcynasdornn)aMmuHo )-N, N- TMMe THIITHPPOIH M H- | -
kapOokcamua (200 MTr) NMepeKpuCTaIM30BBIBAIOT M3 CMECH JTHJIALETAT/TEKCaH C MOJTYYEHHEM YKa3aHHOTO B
3aroyioBke coeaunenus (152 mr).

'H IMP (300 MI'u, CDCls) & 1,26 (3H, T, J=7,4 T'm), 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, an, J=10,4, 8,3, 4,4 I'n), 3,61 (1H, nt, J=10,4, 7.7 I'n), 3,87-3,98 (1H, m), 4,44 (1H,
1, J=8,3 I'n), 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).

IMpumep 487. (2S,3S)-3-((Otuncynsponmn)amuno)-N,N-mumeTtmin-2-((2,3',5'-tpudTopoud enm-3-un)me-
TH)TAPPOTHINH- | -kapObokcaMu.

(2S,35)-3-((3tuncynsponnn)amuno )-N,N-gumetnn-2-((2,3',5'-rpudropoud eHnn-3 -1 ) MeTHIT ) TUPPOITH-
nuH- 1 -kapbokcamuy (137 Mr) KpUCTAIIM3YIOT U3 CMECH ITHIIANIETAT/TeKCaH € MOTYYeHHEM YKa3aHHOTO B 3aro-
noBke coequHeHus (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 T'm), 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).

WnmroctpaTuBHsIil mpumep 488.

N-((28,35)-2-((2,3'"-Audropoudennn-3-ua)mernn)- 1 -(2-ruipoKcH-2-MeTHIIPOIAaHO M ) TUPPOJIH TUH-3 -
WIT)3TaHcyab(GoHaMu (He BXOAUT B 00BbEM MPEICTaBICHHOT'O H300PETEHHU).

Cmecp  N-((2S,35)-2-((2,3"-audTopoudennn-3-min)mMeTwi)- 1 -(2-rugpoKcu-2-MeTHIITPOIIAHOWIT ) T PPOITH-
JIuH-3-min)atancynspoHamuaa (1,00 T) u auusonpomwioBoro 3¢upa (15 mir) nmepeMenIMBalOT NP KOMHATHOMN
TeMIieparype B TedeHue 6 aHeit. Ocazok coObuparoT GUIbTpaIe u CcymaT ¢ MoJydeHneM yKa3aHHOTO B 3aro-
noBke coequHenus (0,973 r).

'H SIMP (400 MI'n, CDCls) & 1,22 (3H, T, J=7,2 '), 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, nn, J=14,5, 4,6 T'm), 3,13 (1H, on, J=14,4, 7,2 I'n), 3,66 (2H, ym.c), 3,89 (1H,
ym.c), 3,94-4,05 (1H, m), 4,54 (1H, ymr.c), 4,73 (1H, ym.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), 7,35-7,45 (2H, m). T.ru1. 89°C.

CoeauHeHHs IPUMEPOB TPEACTABIEHBI B IPUBENEHHBIX HIKe Tabmumax. MC B TabiuIax o3HavyaeT 3Haue-
HHE, (paKTHYECKH NOTyYeHHOE B pe3ynbTare n3MepeHus. CoelMHEeHUs IPUMEPOB
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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 1 481
B NIPUBCICHHBIX HIDKE TAOJHIIAX TMOJIYYCHBI B COOTBETCTBHUH CO CIIOCOOAMH, ONHMCAHHBIMHU B YKa3aHHBIX
BBIIIIC IPUMEPAX, WIH aHAJIOTUYHBIMHU CIIOCOOAMHU.
Tabiuma 1-1

JdonoyiHUTeILHBII
TTPUMEP HA3BAHUE I10 HIOTTAK CTpykTypa MC
KOMIIOHEHT

oa
c-2-(3-bensunbensun)-N->1un-3- 2 HN s
1 ((MeTuncynbdhoHm) M B, 430,3
o

AMUHO )HnepuarH- 1 -kapOokcamun

tyc-N-otun-2-(3-(3- O O 00
MeTHIOEH3UT)OeH3MI)-3 - NS ha4.2
((MeTuCy Ib(hOHIIT)aMUHO) '

rmunepuanH-1-kapOokcamusn

tc-2-(budennn-3-unmern)-N-3THi-

3 3-((MeTuncy nbhonun) 416,1

AMUHO )ITHIIepHH- 1 -kapOoxcaMun

uc-N-s3Tmn-2-(3-(2-
4 MeTHIOSH3MIT)OeH3MIT)-3 - U442
((MeTuiCy b OHIIT)aMUHO) '

unepuauH-1-kapOokcaMun

rpaHc-N-3Tmi1-2-(3-(2-
5 MeTHIIOCH3 KT )OCH31IT)-3 - U422
((MeTuCy b OHNIT)aMUHO) '

runepuauH-1-kapbokcamun

rpanc-2-(budenun-3-uameri)-N-
6 bTH-3-((MeTHUICY Tb( OHMIT) 416,1

amuHO )munepuanH- 1 -kapboxcamug

Lric-2~(3-(L{MKIOreKCHIIOKCH)
7 OeH31T)-N-3TH-3-

((MeTuICY 1bHOHMIT)aMHHO)
nunepuaus-1-kapOookcamun

438, 1

ic-N-atun-2-(3-(4-
3 MeTHIOeH3MIT)OeH3 M )-3 - haa 2
((MeTuICY 1bHOHIIT)AMHHO) ’

munepuauH-1-kapOokcamun

(2S,39S)-2-(6udennn-3-unmerin)-N-
9 bTIT-3-((MeTuCcy g OHMIT) 416,1

amuHO)unepuanH- 1 -xkapookcamug

mc-N-3Tun-3-

10 ((MeTuCy 16 OHIIT)aMUHO)-2-
(3-heroxcndenH3mw)
mnepuauH- 1 -kapOoxkcamun

430,1

-91 -
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Tabmuma 1-2

NPHUMEP| HA3BAHME I10 HIOIIAK Crpyicrypa  [OMOTHHTEABHBIR) p

KOMIOHEHT

Mertun-uc-2-(0udexm-3-
11 nmetin)-3-((MeTmicy b OHMIT) 403,1

AMUHO )ITHNepUIIH- 1 -kapOoKcHIaT

rpanc-N-a1un-2-((3’-

12 (bropoudenun-3-um)merun)-3- 1341

((MeTuncy 16 OHMIT)aMHHO)
rnepuauH- 1 -kapOoxcamMun

ic-N-o1un-2-((3’-propOudeni-
3-rm)meriin)-3-

434,1
((MeTuncy b OHNIT)aMUHO) ’

munepuguH-1-xkapbokcaMun

MeTtwun-tic-2-((3’-propoudenmn-3-
VT)ME TN )-3-

14
((MeTuncy b OHNIT)aMHUHO)

421,1

rnepuauH-1-xkapbokcumar

tic-N-otun-2-((2° -gropbudenm-

3- -3-
15 VT)METHIT) 4341

((MeTHICY THH OHILT)aMHHO)
nmunepuanH-1-kapookcamus

TpaHc-N-3TIi1-2-((2’-
(bTopOudennn-3-um)merui)-3-
((MeTuCy b OHUIT)aMUHO)
munepuauH-1-kapOokcaMun

434,1

Lc-N-3Tun-3- .
((MeTuncynbboHunt)amMuHo)-2-(3- ‘rﬁ\ %8
17 ((TpHUM3OMIPONUIICHITIIL) 512,3
OKCH)OCH3ILUT) TUNepUANH- 1- QUL
KapOOKcamu
Merui-uuc-2-((2’-propbudenmn-3- 2
V1) METHI )-3 - 0,5
((MeTHIICY TB(OHILIT)aMUHO) o

munepuanH-1-kapbokcunar

18 421,1

rper-ByTin-uuc-2-(6udennn-3-
19 nmeTH)-3-((MeTricy 16 OHIIT)
AMHHO)HepHanH- 1 -kapOoKcuIaT

Metun-tc-2-((4’-¢propoudenun-3-

20 WT)METHI)-3- 1011

((MeTHICY IbGOHIIT)aMHUHO)

rmunepuauH-1-kapOoxcunar

Tab6muma 1-3

NMPUMEP|  HA3BAHMHE 110 HIOTIAK Crpyxrypa [[OTOHHTEABRBIR|
KOMIIOHEHT

MeTu-muc-2-((2°-merinoudenun-3-

21 1) MeTHIT)-3- 4171

((MeTuncy b OoHNUIT)aMHUHO)

munepuauH-1-kapOokcHIaT

-92 -
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22

IN-(uuc-1-anerunn-2-(6udenun-3-
IIMETHIT)[TUIIePHIMH-3-
r)MeTaHCy IbGOHAMILT,

3871

Metun-uc-2-((3’-metundudenmn-3-
n)MeTHn)-3-((MeTuicy bGOHMI)
AMUHO )ITUIIEPUIHH- | -kapOoKcHIaT

417,1

24

Merun-uuc-2-(3-ionbensmun)-3-
((MeTuncy b oHMIT)aMIHO)
rnepuavH- 1 -kapOokcunar

452,8

25

Meru-tieic-3-((metmicy b oHI)
aMuHO)-2-(3-(ImpuarH-3-1)
Gersum)munepuauH-1-xkapbokcunar

404.0

26

Metun-uuc-2-((4’-meroxkcudbudeHm-
3-mwr)mernn)-3-

((MeTwIICy Tb() OHIIT)aMHHO)
rnepuauH-1-xkapboxcuaat

27

MeTun-uc-3-((MeTuincy b o)
aMuHO)-2-(3-(mupponuaus-1-
v1)OeH3 M) TUIepuanH- 1-
kapOokcunar

396,2

28

Merwun-muc-3-((MeTmicy b oHmIT)
aMUHO)-2-(3-(TpuANH-2-111)
OeH3MT)TUnepuanH- 1 -kapOokcuar

404,1

29

Srun-npc-2-(bndennn-3-unmernn)-3-
((veTuncyb(oHMIT)
AMUHO )ITUITEPUIIHH- | -kKapOoKcmaT

417,1

30

ic-N-otui-2-((4’-gropoudernn-3-
n)MeTH)-3-
((MeTunCy b OHMIT)aMHHO)
mnepuIiH- 1 -kapookcaMuy

Tabu

nia 1-4

IIPUMEP

HA3BAHMHE IO UIOMMAK

J{onoJIHUTEILHBIH
KOMIIOHEHT

MC

31

Mertm-1c-2-((2° -meroxkcnon eHm-
3-rm)mMeTi)-3-
((MeTHICY b} OHIIT)aMHHO)
nunepuauH-1-kapOokcuaar

433,0

-93 -
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32

Meru-uuc-2-((3’-merokcnbuderHn-
3-rm)MeTH)-3-

((MeTHICY Ib(pOHHIT)aMUHO)
nunepuauH-1-kapbokcumaT

33

Lc-N-3Tuin-2-((2°-
MeTOKCHUO NG EHIIT-3-HT)METHI)-3 -
((MeTHnCy Ib(GOHNIT)aMHUHO)
nunepuauH-1-kapOokcamMun

446,1

c-N-3Trin-2-((37-
MeTOKCHOH(bEeHMIT-3-1T)MeTu)-3-
((MeTunCcy 16 OHNIT)aMUHO)
mnepuH- 1 -kapOdokcaMuz

446,1

35

c-N-3Tui-3-

((MeTuncy nbhonmT)aMuHO)-2-((4’-
(Tpudropmernn)oudenmn-3-

VL)) ME THIT)TTHIePUANH-1 -
KapOoKcaMun

484.0

36

ric-N-oTn-2-((2° -metnndnd ennn-3-
VLT)METHIT)-3 -

((MeTuCy Ib()OHMI)aMHHO)
rurepuH- | -kapbokcaMun

430,1

37

MeTtwuu-uuc-3-((MeTnncy IbGOHMI)
aMHHO)-2-((6-beHnnmpuaAnH-2-
LUT)METHIT) TUIepUANH-1 -
kapOokcunar

404,1

38

Srun-nuc-3-((MeTmicy TbpOHIT)
amMuHO)-2-((6-heHnnmIpuIrH-2-
n)MeTH)Unepuans-1-
kapOokcunar

418,1

39

Lc-N-3THi-3-
((MeTucy b oHmIT)aMIHO)-2-((6-
bernmmupuAnH-2-

FJT)MeTHIT) TUTIepUANH-1 -
KapOokcamug

417,1

40

Mertun-uuc-2-((4-dpropoudenmi-3-
K1) METHIT)-3 -
((MeTuCy () OHHIT)aMHHO)
runepuauH- 1 -kapbokcunar

421,1

-94 -
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Tabuuma 1-5

MPUMEP| HA3BAHHE O HIOMAK Crpyirypa  [/OMOMHHTCIBHEI

KOMIIOHCHT

Merun-nuc-2-((6-bproponbennn-3-
VLIT)METHI)-3 -
((MeTunCy () OHMIT)aMHUHO)
munepuauH-1-xkapookcumar

41 421,1

Orun-nuc-2-((6-¢proponudennn-3-
VLJT)METHI)-3 -
((MeTunCy () OHMIT)aMHUHO)
munepuauH-1-xkapbokcumar

42 435,1

IN-(rimc-2-(6udennn-2-
43 ITMETHIT) T PHAHH-3 -

HCI 345,0

HUT)MEeTaHCY JIb() OHAMUT

IMeTu-1uc-3-
((mMeTuncy b onmT)aMiHO)-2-(3-
(TpudTopmeTn)beH3nI)
nunepuauH-1-kapbokcnmar

44 395,1

[Ipomun-uuc-2-(6udennn-3-
45 meTi)-3-((MeTucy Th( OHIIT)
AMIHO)THMepUIMH- 1 -kapOokeunar

431,1

By Tri-rinc-2-(6udennn-3-
46 veTH)-3-((MeTHICy Tb( OHIIT)
AMHHO)UMepuIuH-1-kapbokcunar

445,1

2-Mertokcustui-uuc-2-(6upennn-3-
IMeTHIT)-3-

((MeTuICY TIb(GOHMIT)aMHUHO)
nunepuauH-1-kapbokcnmar

47 447.0

2,2-Tudropatun-ruc-2-(bnudern-
3-nnmermn)-3-

48 451,1

((MeTunCy 16 OHUIT)aMHHO)
munepuauH-1-kapbokcnmar

2,2,2-Tpudropstun-uuc-2-

49 (Gudernm-3-mimermn)-3- 469,0

((MeTuncy 16} OHMIT)aMHIHO)
muneprauH- 1 -kapOokcunar

HM3omponun-nuc-2-(6udpennn-3-
50 MIIMETIN )- 3 -((MeTHICY Tb() OHILT) 431,1

aMuHO)TUIepUANH- 1 -kapOokcHar

-95 -
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Tabmuma 1-6

MPHME i
HA3BAHME I10 HIOTIAK Crpysrypa  |(O1OHHTeAbHEL

MC
P KOMIIOHEHT

1,1,1-Tpudropnponan-2-un-uuc-2-
(Oudennn-3-unmernn)-3-
((MeTunCy Tb(HOHUI)aMHHO)
munepuauH-1-kapOookcunaT

51

MeTtun-uc-2-((4°-

(nudropmernn)oud ermn-3-
52 jmwm)mermn)-3- 453,0
((MeTunCY Tb(HOHUIT)AMHHO)

munepuauH-1-kapookcunaT

Mertun-uc-2-(3-(1-merun-1H-

5= 3=
53 [pmmason ni1)0eH3mn)-3 457.1

((MeTmIICY TB()OHMIT)aMHHO)
muneprauH- 1 -kapbokcunar

IMeTumn-1uc-3-
54 ((MeTunCy MB(HOHMIT)aAMHHO)-
2-(3-BUHUIOSH3MIT)

munepuaiH- 1 -kapOokcunar

IMeTumn-1uc-3-
((MeTuncynb(oHmI)aMHHO)-2-(3 -
(npon-1-eH-2-1n)0eH3 1)
munepuaiH-1-kapOookcunaT

55 367,1

MeTtun-Luc-2-(3-(uuKiIoneHT- 1 -eH-
1-um)Gensun)-3-

56
((MeTuCy IbHOHMIT)aMUHO)

393,1

runepuuH- 1 -kapObokcuIaT

Metun-uuc-2-(3-(uuknorekc-1-ex-
1-mm)Gensmn)-3-

57
((MeTunCY TB(HOHUIT)aMHHO)

407,1

munepunuH-1-kapookcunat

MeTtun-uuc-2-((2-propoud enmn-3-

53 WT)MeTII)-3- 1210

((MeTuncy 1bGOHNIT)aMUHO)
unepuauH-1-xkapbokcuaat

Orun-uuc-2-((2-dpropbudennn-3-

59 VJT)METIN)-3- 4351

((MeTuncy mb(hOHMIT)aMHHO)
munepuanH- 1 -kapOokcunar

IMeTun-uuc-2-(3-uuknodeHsmn)-3-
60  |((meruiacyabhOHMIT)aMUHO) 381,1

unepuauH-1-xapboxcuaat

-96 -
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Tabmuma 1-7

NPUMEP| HA3BAHME ITO MIONAK Crpyxrypa  |[[\OTONHHTEABHE

KOMIIOHEHT

Metun-tnc-2-(6upennn-3- g

IMeTHI)-3- O "
3 389,1

((MeTuCcy 16 OHNIT)aMHUHO)

MUPPONUIHH-1-kapOoKcHIaT

61

c-N-3Tun-3-
((MeTuncy b oHMIT)aMUHO)-2-(2-

62
(heHOKCHOSH3MN ) TUNepUANH- 1 -

432,1

KapOOKcaMug

uc-N-3Tun-3-
((MeTuiicy b OHNIT)aMUHO)-2-(4-
(beHokcnbGensmn)munepuauH-1-
KapOOKcaMHuT

63 432,0

[M3onponun-nuc-3-
((mMeTuncynbphonmT)aMuHO)-2-((6-
64 (beHUTUpUANH-2-

VJT)METIUT) TUTIEPUANH- 1 -
KkapOoKcuIaT

432,1

OTIin-1mc-3-
((mMeTuncynbshonmt)amuHo)-2-((5-
65 (beHunmpuanH-3-

VUT)METIUT) TUTIEPUANH- 1 -
KkapOoKcuIaT

418,1

[F3onponun-nuc-3-
((mMeTuncynbshonmn)amuHo)-2-((5-
66 beHnnmmupuAnH-3-

LUT)METHIT) TUIIEPUAUH- 1 -

432,1

KapOokcunar

Orun-uuc-2-(3-xa0p-2-
bropbensmwi)-3-
((MeTuICy b OHIIT)aMIHO)
munepuauH-1-kapbokcuaar

67

Merun-uuc-2-((6-metinduderm-
3-wn)merun)-3-

((MeTuICy b OHIIT)aMIHO)
unepuauH-1-kapbokcuaar

68 4172

Mertun-tiic-2-((S-mernnondenu-
3-um)meTin)-3-

((MeTHIICY T OHUIT)aMUHO)
munepuauH-1-kapookcunaT

69 417,2

DTUI-111C-3-
((MeTuncynbhoHun)amuno)-2-((2-
70 benmmupuH-4-

VJT)METHIT) TUNePUAUH- 1 -
kapOokcunar

418,1

-97.-
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Tabuuma 1-8

MPUMEP| HA3BAHHE 110 HIOTIAK Crpyscrypa  |[COTHHTEABHBIR

KOMITIOHEHT

3onpomnun-uuc-3-

((MeTHICY B¢ OHIT )aMUHO)-2-((2-
71 benmnmmupunnH-4- 4321
VLJT)ME T ) TUTIepUTIH- 1 -

KapOoKcHIaT

c-N-3THI-3-

((MeTuncyabdhoHmT)aMuHO )-2-((2-
72 (benumpuanH-4- 417,2
vT)Me T TunepuauH- 1 -

KapOOKcamu

IM3onpomnun-uuc-3-
((MeTucy b oHmIT)aMUuHO)-2-(2- 4452
(benokcubensmn)nunepuant-1- ’

KapOOKCcHIAT

H3ompormun-iuc-2-(6udennn-3-

74 nMeTH)-3-((MeTHICY b OHIIT) 417.1

AMUHO )ITHPPOTHANH-1 -
KapOOKCcHIAT

Drun-ruc-2-(budennn-3-

3.
75 [pvern) 403,1

((MeTHICYIB()OHILT)aMHHO)
MppONUAHH- 1 -kapOokecunar

IM3onponun-uuc-3-
((MeTuncyabdhoHmT)aMuHO )-2-((6-

(benumpuanH-2-

76 4321

A1) ME T ) TUTTe pUTUH- 1 -
KapOOKCUIAT (ONTHYeCKUH
n3oMep)

Metun-ripc-2-(3-

77 LIMKJIOMPONHIOeH3I)-3- 367.1

((MeTucy 16 OHNIT)aMUHO)
runepuauH-1-kapbokcuiar

M3onpomun-umnc-2-(mudensolb,
d]dypan-

78 4-unmetin)-3-
((MeTHICY 1) OHIIT)AMHHO)

runepuauH-1-kapOokcuiar

[Tpomun-uwic2-(ondernn-3-

3
79 [Ammerun) 4172

((MeTHICY I} OHIIT)aMHHO)
mupponuaus-1-kapbokcunar A~

rpaHc-2-(budennn-3-nnmermn)-N- 0

30 BTHI-3- O HH-
((MeTunCy 1bHOHMIT)aMHHO)

nuppoauauH-1-xapbokcunar ~"

402,0

Tab6muma 1-9

[PUMEP| HA3BAHHE I10 HIOLAK Crpyscrypa |/ \COMHHTCNBHBIA

KOMIIOHEHT

IN-(pic-2-(6udennn-3- O o
Q
81 WIMETHI)IUPPOIUANH-3- O un-S50 331,0

T)MeTaHCY b OHAMUL s

-08 -
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82

IM3onponun-uuc-3-

((meTmCY IBG OHILT)aMuHO)-2-((6-
(pon-1-en-2-u1)
MTUPUANH-2-HT)METHI)
urepuanH-1-xkapOoKCHIaT

396,2

83

(M3onponun-tmc-2-((6-
M30TPOMMIITHPUANH-2-11T)
MeTI)-3-((MeTHcy b OHMIT)
AMUHO )HIepuanH- 1 -kapOokcuar

308, 1

84

I30mpomnm-1uc-3-
((meTmncy b oI )aMuH0)-2-((4-
(enun-1H-nupason-1-
WLJT)METHIT ) TUTTePHIIH- | -
KapOokcunar

421,1

85

IMetut-tiuc-2-(nuben3so[b, d]
by pan-4-unmerni)-3-
((MeTHICY TG OHKIT)aMHHO)
nunepuanH- 1-kapbokcunar

417,0

86

MeTtui-nyc-3-

((metmicyabd onmt)amuno)-2-(1-
Ha( TUIMETHI)IUIepuaAnH-1-
kapOokcunar

377,0

87

IM3onponun-uuc-2-(3-
nsonpomuibeHsm)-3-
((MeTHICY b OHIIT)aMUHO)
munepranH-1-kapOokcHIaT

395,1

88

rper-byTun-uuc-3-

((meTmcy b oHmT)amuno)-2-((2-
(bennn-1,3-tuazon-4-

V1JT)ME TIIT ) THITEPHIIH- | -
KapOOKcHIaT

452,0

89

I3onponun-uuc-3-
((MeTuncynbdonu)aMuHo)-2-((2-
(bennn-1,3-ruazon-4-

VLT) M THIT) TUTTEPHIMH- | -
KapOokcuar

90

OTui-1uc-3-

((meTtmicyabd oHmT)amMuso)-2-((2-
(enun-1,3-tuazon-4-

V1) MeTIIT) TUIepUaHH-1 -

kapOokcunar

424.0

-99 -
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Tabmuma 1-10

OPUMEP| HA3BAHHE IO HIOIIAK Crpysrypa | VOMOMHMTRIBHEIR| )

KOMIIOHEHT

Mertun-uuc-2-((4-metunduderu-

01 3-mn)merin)-3- 417.0

((MeTmCy 16 OHNIT)aMHUHO)
rumnepuanH- 1 -kapOoxcunar

IN-(1mc-2-(Oudennn-3-unmerun)-
92 1 -IIPOITHOHMIIITUIIEPUANH-3 ~1LT) 401,1

METAaHCY b OHAMUT

IN-(1uc-2-(6udeHun-3-uameTin)-
1-(uUKJIONPONHUIAKAPOOHHI)
MHTIEPHHH-3-1T)
MeTaHCYJIb()OHAMIT

93 413,2

IN-(1uc-2-(6udeHun-3-uameTin)-
1-(2,2-

UG TOPIPONAHOMII)THIIEPUANH-3-
WIT)METAHCY b OHAMH T

94 437,1

IN-(uuc-2-(6udernn-3-uameTi)-
95 1-u300y TUpHIIMIIEpUANH-3 - 415,1

HT)MeTaHCy Tb(GOHAMITT

IM3omponun-uuc-2-((6-(3-
(bropdeHT)IupUANH-2-11)
MeTHT)-3-((MeTUIICY TbOHILT)

96 450,1

AMIHO)ITHNepUANH- 1 -kapOokennar

IMzonponun-uuc-2-((6-(2-
(dropdeHn)nupuAnH-2-
97 WUT)METIIT)-3- 450,1
((MeTuiICy1bHOHUIT)AMHUHO)

nuIepuInH-1-kapookcuIaT

M3onponun-tuc-2-((6-(2,3-
mubTOpheHNT ) TUPHINH-2-
98 PUT)METHIT)-3- 468,1

((MeTuICy b OHNIT)aMUHO)

nuTepuanH-1-xapObokcuIaT

IM3onpormmi-uuc-2-((6-(3,5-
I ropd e IupuIHH-2-
99 WT)METHIT)-3 -

((MeTunCy b OHMUIT)aMHHO)

468,2

rmnepuaiH-1-kapOokcunar

IM3onpormmi-uuc-2-((6-(2,5-
I ropd e ) IupUIHH-2-
100 |[un)metiun)-3-

((MeTunCY b OHMIT)aMHHO)

468,2

nunepuauH-1-xkapookcunar

- 100 -
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Tabmuma 1-11

MPUMEP| HA3BAHHE II0 HIONIAK Crpyscrypa | \COMHHTEABHBIA

KOMIIOHEHT

D11n-(2S,3S)-2-(budenmn-3-
niMeTn)-3-

101 |((meTmicysibHOHHIT)aMHHO) 403,1
mupposuanH-1-xapbokcunar

(omrTHueckuit H3oMep)

By Tit-uuc-2-(6udenmn-3-

3.
Jop  [rmmeTi) 431.0

((MeTmICY Tb()OHILT)aMHHO)
mpponuauH-1-kapbokcunar

2-MeTokcuaThII-1HC-2-(0ub eH -
3-unmernn)-3-

103
((MeTHICY TH})OHILT)aMHHO)

MppoNUaHH-1-kapbokcunar

2,2-udropsTun-unc-2-

104 (Oudenm-3-mimerwn)-3- 137.0

((MeTuCy b OHNIT)aMUHO)
mupposuauH-1-xapbokcunar

2,2,2-TpudropsTun-ruc-2-
(Oudenmn-3-unmermn)-3-
((MeTunCY 16 OHIIT)aMHHO)
upponuanH-1-kapbokcunar

105 455,0

BTOp-ByTHN-1111C-2- (b ernn-3-
MITMETHIT)-3-
((MeTunCY 1) OHMIT)aMHHO)
MUppoIUANH-1-KapOoKcumaT

106 429,1

306y THn-nnc-2-(6udenmn-3-
MIIMeTHI)-3-
((MeTHICY 1) OHIIT)aMHHO)

107 431,0

muppoauauH-1-xkapbokcunar

{uknonponmi-uuc-2-(oud ernn-3-

3.
jog  [rmeri) 415,0

((MeTuCy Ib(hOHIIT)aMUHO)
mIpponuauH-1-kapbokcunar

[k o0y Trn-uuc-2-(0udenmn-3-

3.
lgo  [Lmerun) 4290

((MeTuCy Ib(hOHIIT)aMUHO)
mpponuauH-1-kapbokcunar

3,3-AudTopuukiaodyTun-uuc-2-

110 (Gudenmn-3-nmernn)-3- 465.0

((MeTHICYIB})OHILT)aMHHO)

MIppoIuanH-1-KapOoKcHmaT
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Tabiuuma 1-12

OPUMEP| HA3BAHHE II0 HIONAK Crpyicrypa [ \COMHHTCABHBIA

KOMIIOHEHT

[uxnonenTun-uuc-2-(6udermn-3-

-3-
i PUTMETIL ) 4410

((MeTHICY b OHILIT)aMHHO)

nUpponuauH- 1 -kapOokcunar

[Ll1KI0npONMUIME TUII-LIUC-2-

(6udpervn-3-mmernn)-3-

112 429,0

((MeTHICY b OHILIT)aMHHO)
NUppOUANH- 1 -KkapboKkcunaT D

(1-MeTHILAKIIOTIP OTIVT ) METHII- O @ o
ruc-2-(6n eHnn-3-unmeTin)-3- -
((MeTHICY b OHILT)aMHHO )

MUpPONHIHH- | -KapOoKkcunar

113 441,0

(1-DOTOPLUKIOMPOITHIT)ME THII-LIHCH

114 2-(6utenmn-3-unmerwn)-3- s>

((MeTHICY b OHILIT)aMHHO)
MUPPONHAHH-1-KapOoKcHIaT

[{rx 100y THIMETHII-1IUC-2-
(Oudenmn-3-unmernn)-3-
((MeTuCY 1bHOHIIT)AMHHO)
nuppoauanH-1-xkapookcunar

115 441,0

Mzomponun-Luc-2-((2°,3’-

116 imudropbudennn-3-mn)merun)-3- 1672

((MeTHICY T OHILIT)aMHHO)
rnepuauH-1-xapbokcuiar

3ompormu-iiic-2-(3-Honben3mn)-
117 [3-((mMeTuncyns(hoHNI)aMHHO) 478.,9

mnepuIuH-1-kapookcuaT

IN-(1ruc-2-(Ondernn-3-nnmetin)-
1-(nudTopanernn)
MMUTePUIH-3-1I1)

MeTaHCy Nb(GOHAMIT

118

M3onponun-uc-2-(3-

119 (muMeTHnaMuHO)OeH3MII)-3- 5081

((MeTuCy Tb(HOHIT)aAMHHO)
rmnepuIuH-1-kapookcuaT

IN-(1mc-2-(buernn-3 -unmeTun)-
1-((1-

120 |bTopuMKIONpONII)KapOOHIIT)
[UIePUIUH-3-1I1)

MeTaHCY Tb(HOHAMUT

-102 -
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Tabmuma 1-13

TPHMEP| HA3BAHHE MO MIOTAK | Crpykrypa [/ CmO™Tem sl o

KOMITOHEHT

IM3onponun-uuc-3-
((MeTHICY TbG OHIIT)aMUHO)-2~(2-
Ha( THIMETHI )ITUTePUIHH- 1 -
KkapOokcunar

121

IM3onponun-uuc-3-
((meTmcy b ormT)amuno)-2-((3-
122 |pennn-1H-nmpason-1- NN 421,1
PLUT)MEeTHIT) [THIIePUAHH-1 -
kapOokcunar

BTOp-byTHn-nuc-2-(budennn-3-
MITMeTI)-3-
((MeTuncy b} OHNI)aMHHO)
rnepuavH- 1 -kapOokcunar

123 4431

3-MerunbyTas-2-uia-1uc-2-
(Oudenm-3-mimermn)-3-

((MeTuCy b OHIIT)aMIHO)
rnepuauH- 1 -kapOoxcunar

124 457,1

N300y Trut-unc-2-(6udenm-3-

3
jp5  [PmmeTH) 445.0

((MeTuncy b} OHMI)aMIHO)
mnepuanH-1-kapookcumaT

[Tukonporm-muc-2-(6udernn-3-

3
1o [mveTH) 429,1

((MeTuncy b} OHMIT)aMHHO)
munepuarH-1-kapookcunaT

[[{uxnobyTun-uuc-2-(budenm-3-
MITMeTH)-3-
((MeTuncynb(OHUIT)aMHHO)
munepuauH-1-kapookcunar

127 443.,0

3,3-Audroprmknoby Tii-umc-2-

128 (Oubenm-3-nimernn)-3- 477.0

((MeTuncy b oHMIT)aMIHO)
rnepuavH- 1 -kapOokcunar

uxonenTwi-uuc-2-(6udpennn-3-
129  |unmermn)-3-((MeTuncyrbdonm) 455,0

aMuHO)nunepuaAnH-1-kapOokcunar

[{uknorexkcun-uuc-2-(oudenun-3-
MITMETH)-3-

130 469,0

((MeTuncy b OHUIT)AMKHO)
runepuanH-1-kapookcunar
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Tabmuma 1-14

NPAMEP| HA3BAHHE IO HIOHAK Crpykrypa  [[\OMOMHHTCABHEI )

KOMIIOHEHT

1-MeTUNIHUKIONPOIII-IUC-2-

131 (6udennn-3-unmernn)-3- 4410

((MeTHICY b OHMIT)aMITHO)
nmunepuanH-1-kapOokcunar

Oxceran-3-un-uuc-2-(6udenmn-3-
MJIMETHI)-3 -

)3 4450
((MeTHICY b OHIIT)aMHUHO)

nuTepuanuH-1-kapOokcuaaT

Terparuapodypas-3-uir-uuc-2-

133 (6udennn-3-unmernn)-3- 459.0

((MeTHIICY Ib(H OHMIT)aMHHO)
munepuanH-1-kapOoKcHIaT

Terparunpo-2H-nupas-4-un-nuc-
2-(6ndennn-3-unmern)-3- 471.0
((MeTHIICY Tb( OHUIT)aMHHO) ’

munepuauH- 1 -kapOokcunat

Terparunpo-2H-nupan-3-ui-uuc-
2-(6utermn-3-mimeri)-3-

135
((MeTunCy 16} OHMIT)aMHUHO)

473.0

rneprauH- 1 -kapOokcunart

L{MKI0npONUIMETHII-LIUC-2-

136 (Oudenm-3-nimermn)-3- 1443.0

((MeTuncy mb() OHIIT)aMHHO)
mnepanH- 1-kapbokcunat

(1-MeTHIIHKIONIPOHI)METHII-
Lpic-2-(6ud ernn-3-unmernn)-3-

137
((MeTucy b OHIIT)aMHUHO)

4570

unepuauH-1-kapbokcnmaT

(1-PTOPLUKIONPONIIT)METHII-LIUC-
2-(6udennn-3-unmermn)-3-

138
((MeTwICY Ib(OHMIT)aMUHO)

459.0

runepuauH-1-xkapbokcmmaTt

(2,2-IndTopIUKIONPONI)
MeTuI-1Hc-2-(0rd eHun-3-
139 |unmerun)-3-
((MeTunCy 16 OHUIT)aMHHO)

4770

runepuauH-1-xapbokcmmaT

[Lnk 100y THIMETHI-1HC-2-

140 (Oudpenun-3-unmeri)-3- 455.0

((MeTuicy Ib(pOHIIT)aMUHO)
nunepuanH-1-xapOokcuaT
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Tabmuma 1-15

MPUMEP| HA3BAHMHE I10 HIOTAK Crpyscrypa |/ \CMOHHTEABHBIH|

KOMMOHEHT

[{MKIONeHTUIIMETUIT-LIUC-2-
(Oudenmn-3-mimernn)-3-

((MeTuncynb(OHNIT)aMHHO)
nunepuauH-1-kapookcunart

141 469,0

OxceTaH-2-HIMETHII-IUC-2-

_3- -3-
142 (Oudpenun-3-unmernn)-3 458.9

((MeTuncy b} OHNI)aMHHO)
munepuauH-1-kapookcunaTt

(OxceraH-3-UIMETUI-LIUC-2-
(Oudenm-3-mwimernn)-3- 459.0
((MeTuncy b OHMIT)aMIHO) >

rnepuauH-1-xkapooxcuiaT

TerparunpodypaH-2-HIMETHI-

144 tc-2-(0udennn-3-mimernn)-3- 4730

((MeTuncy b oHMIT)aMHIHO)
rnepuavH- 1 -kapOokcunar

Dennn-ruc-2-(6ud ennn-3-
MIIMETHIT)-3-

((MeTuiCy b OHMIT)aMHHO)
munepuauH-1-kapbokcuaar

145 465,0

Ibensun-ric-2-(6udennn-3-

-3-
146 MIIMETHI) 477.0

((MeTuncy b OHUIT)aMUHO)
rnepuauH- 1 -xkapboxcumar

Orui-uuc-2-((4-propoudennn-3-

3=
147 V1) METHIT) 435.1

((MeTHnCy b OHMIT)aMHHO)

nunepuauH-1-kapookcunar

OTui-mc-2-(3-6pom-4-
(bTopOeH3un)-3-
((MeTHICY Tb() OHIIT)aMUHO)
nurepuanH- 1-kapOokeunar

148 436,9

Merwu-nuc-2-((5-propbudennn-

3- 3-
149 TUT)METIIT)-3 21,1

((MeTHIICY TG OHIIT)aMHHO)
nunepuanH-1-kapOokcuiaT

Tunpoxiaopun N-(rumc-2-((6-
bropbudennn-3-

150 N
V1JT)ME TIUT) THITEPIIH-3 -

HCI 363,0

IT)METaHCY TbGOHAMIIA

- 105 -
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Tabiuma 1-16

OPUMEP| HA3BAHHE IO HIOIIAK Crpysrypa | \OMOMHMTCIBHEBIR| )

KOMIIOHEHT

tc-N-otun-2-((37-

151 MeTHION( eHUIT-3 -HT)MeTHIT)-3 - 430.1

((MeTunCY 1B} OHUIT)aMHIHO)
nunepuauH-1-kapookcamuy

IMerun-uuc-3-
((meTuncyabpoHnn)amuno)-2-((4- -9 0.0
152 |bermnmupuans-2- 404,1
WJT)ME TN ) TUTEPUANH- 1 - O™
kapGokcuaaT e

OTHI-111C-3-
((meTuncynbshonmI)aMuHO)-2-((4-
153 |beHunnupuaus-2-
PLUT)METHIT)TUIIePUANH- 1 -

418,1

KapOoxcunar

uc-N-3Tun-3-

((meTuncyabpoHmn)amuno)-2-((4-
154  |penmnnupunnu-2- 417,1
WJT)ME TN ) TUITEPUANH- 1 -

KapOOKCcaMuI

MeTm-uuc-2-((4-

MeTHION( eHIIT-3 - 1) MeTHIT)-3 -

155 417,1

((MeTunCy 16 OHNIT)aMHHO)
runepuanH-1-kapOokcuiar

MeTui-1uuc-3-

((MeTunCY 1HOHMIT)aMHHO)-2-
156 ((2’-(rpudropmernn)dudenun-3-
WT)METHIT)TUIepUIUH-1-
KapOokcuIaT

471,0

MeTuia-1uc-3-
((MeTmICY 1) OHIIT)aMHHO)-2-
157 ((3’-(rpudpropmernn)Oudenun-3-
1)MeTwn) nunepuauH-1-

470,9

KapOOKcHIaT

MeTuia-uuc-3-

158 ((MeTuncynbHoHMT)aMHHO)-2-(3 - 104.0

(mupuauH-4-11)0eH3 )
rnepuauH- 1 -kapOokcunar

MeTui-1uc-3-

159 ((MeTuncynbdHoHmT)aMIHO)-2-(3 - 1070

(3-THeHT)OeH3 1)
runepuauH-1-kapOokcuiar

IMeTumn-1uc-3-
((MeTuncynbHoHMT)aMHHO)-2-(3 -

160
(2-THeHIT)OeH3 )

409,1

runepuauH-1-kapOokcuiar
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Tabmuma 1-17

MPUMEP| HA3BAHHE 110 HIONIAK Crpyscrypa |/ \CMOHHTENBHBIR|

KOMIIOHEHT

Mertm-uc-2-(3-(1-metmn-1H-

3= : -3-
6] [mpason W1)GeH31IT) 407,0

((MeTunCy 1B} OHMIT)aMHIHO)
mnepuauH-1-kapookcumaT

Mertm-tic-2-(3-(1-metmn-1H-

-4- 3u1)-3-
6o [mpason 1) OEH3HIT) 407.1

((MeTunCy 16() OHMIT)aMHHO)
munepunuH-1-kapookcunaT

Mertmn-tc-2-(3-(1-merun-1H-

5= 3-
63 |mapason HIT)OEH3UI) 407.1

((MeTuCY 16 OHUIT)AMHHO)

munepuauH-1-kapbokcuaar

MeTtun-iuc-2-(3-mMeTunbeH3uin)-3-
164  |((merwicynbdhoHIIT)aMUHO) 340,9

nurnepuauH-1-kapOokcuIar

Metun-muc-2-((3°,4’-
mupTopOudeHun-3-un)merun)-3-
((MeTHIICY 1B OHILT)aMHHO)
nunepuauH-1-kapdoxcuar

4371

Metun-muc-2-((2°,4°-
mudropbudennn-3-ur)mernn)-3-
((MeTuncy nb(oHMI)
AMHHO)TUNEpUIIH- 1 -kapOoKcuaT|

166 439,0

Merun-uuc-2-((2°,3’-
nudropbudenun-3-uwr)mernn)-3-
((MeTHICY b OHIIT)aMUHO)
nunepuanuH-1-kapookcunar

167

Metun-muc-2-((2°,6’-
muTOpOUdEeHIT-3 -1I)MeT)-3-
((MeTHICY 1B OHILT)aMHHO)
nurnepuauH-1-kapdoxcuar

168 439,0

Merun-uuc-2-((3°,5-
muTopbuden-3-mm)merm)-3-
((MeTuncy b OHNI)aMHHO)
nunepuauH-1-kapookcuaar

169 439,1

Metun-muc-2-((2°,5’-
mudTopOudeHun-3-nmmern)-3-
((MeTHICY b)) OHILIT)aMHHO)
nuTepuanH-1-kapOokcuar

170 439,1

Tabmuma 1-18

MPUMEP| HA3BAHME 110 MIONIAK Crpykrypa  [[\CTIOMHHTCIBHBI

KOMIIOHEHT

IMetun-iuc-2-((3°-
(mudropmermn)ondennn-3-
171 WIT)METHUI)-3- 453,0

((MeTHICY B} OHIIT)aMHHO)

munepuanH-1-kapOokcunar

- 107 -




039459

[M3onponun-uuc-3-

((3trmcy neormT)amuHO)-2-((6-
172 |benunmupunnn-2-
WJT)METHIT)TUNIEPUIUH- 1 -
kapOokcuiar

446,2

[M3onponu-uc-2-((6-

2- -3-
173 (beHUITIUPUAHH-2-HJT)METHIT ) 460,0

((mporiicy TG OHIMIT)aMITHO)
nunepuanH-1-kapookcunar

3onponui-nuc-3-

((6ytuncynedonmn)amuHo)-2-((6-
174 |penunmupunnn-2- 474,0
VLJT) METHIT) TUTTePUANH- 1 -

Kapboxcunar

[30mponui-uc-3-

((1300y THIICY SIBG OHIIT)AMHUHO)-2-
175 [((6-pennnmnupuann-2-

VT)METHIT) TUIIePUANH- 1 -

474,0

Kapboxcunar

M3ompornun-uc-2-((6-
(beHMIIMUPUHH-2- 1T )METHIT)-3 -
((BUHUJICY Ib(OHIIT)aMIHO)

176 4442

munepuauH-1-kapbokcnmar

[l30mpomnmi-iuc-3-
((asumuncy neormt)amuHO)-2-((6-

177  |benunmupunus-2- 458,0

VLJT) METHIT) TUTTePUANH- 1 -
Kapboxcunar

[M3onponun-uuc-3-
((umKIOnPONHIICY TbGHOHNIT)

178  |amunO)-2-((6-heHMIMHPUAUH-2-
VLJT) METHIT) TUTTePUANH- 1 -
KapOokcunar

458,1

M3ompomun-uc-3-((okceraH-3-
ey b oHut)aMuno)-2-((6-

179
(beHUIUPUIMH-2-HIT)METHII)

4741

munepuauH-1-kapookcnmar

M3omponun-muc-2-((6-
(beHUIMUPUIIH-2-1JT)METHIT)-3 -
180 [(((2,2,2-TpudropaTim)

Cy () OHMIT)aMUHO ) THIIEPUANH- 1 -

500,1

KapOokcuiar
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Tabuuma 1-19

OPUMEP

HA3BAHHE IO HIOIIAK

Crpykrypa

JlonoJiHUTeILHBII
KOMIIOHEHT

MC

181

IM3onponun-uuc-3-
(((xmopmeTn)cy b OHIIT)
aMUHO)-2-((6-GpeHuTnupuanH-2-
VUT)METHIT) TUIIePUANH- 1 -
KapOoKcumar

466,1

182

Coub TpuTOPYKCY CHOM KHCITIOTBI
nsonpommt-unc-3-(((2-
FHAPOKCH3TIIT)

Cy b OHIIT)aMHUHO)-2-
((6-pennmmuprauH-2-

V1) METIT) TUTIEPUAUH-1 -
kapOokcuaTa

CF;COOH

461,9

183

[M3onponun-ruc-3-(((2-
METOKCHITHI)CY Ib(OHII)
aMUHO)-2-((6-heHnpUAnH-2-
VUT)METIUT) TUTIEPUAKH-1 -
KapOOKCHUIaT

476,1

184

[3omponui-iuc-3-
(((mraHOMETHIT)CY b OHIT)
aMUHO)-2-((6-heHuTpUAnH-2-
VUT)METIUT) TUTIEPUAUH- 1 -
KapOOKCHUIaT

457,0

185

[M3onponun-uuc-3-
((mumeTricynbdpamomt)aMrHo)-2-
((6-¢penunnupunnn-2-
UJT)ME T ) TUTTEPUAUH- 1 -
KapOOKcHIaT

461,2

186

[M3onponun-muc-3-

((aruncy nbdonmn)amMmuno)-2-((6-
(mpon-1-eH-2-mm)MupUANH-2-
VLT)METHIT )
nunepuanH-1-kapOokcuIaT

410,0

187

Mzomponun-uuc-2-((6-(npomn-1-ex-
2- 1) IUPUAKH-2- 1)
MeTw)-3-((pornmicy b OHMIT)
AMIHO )ITHIIEpUANH- | -kapOokeunart

424, 1

188

[M3onponun-muc-3-
((6yTuscynbdonmt)amuHo)-2-((6-
(por-1-eH-2-11)
MUAPUANH-2-1JT)METHIT)
runepuanH-1-kapookcuIaT

438,0

189

Mzonponui-tuc-2-((6-(nporn-1-ex-|
2- M) THPUANH-2-IIT)
MeTIT)-3-((BUHHIICY Tb(OHIIT)
AMUHO )ITHITepUIHH- | -kapOokcuar|

408,0

190

IM3onponun-uuc-3-

((annuncy nedorun)amMuHo)-2-((6-
(ripor-1-eH-2-11)
TTHPHIMH-2- W )METHIT )
mnepuarH- 1 -kapOokcunar

422,0
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Tabuuma 1-20

IMPUME JononHUTEIbHBII

P HA3BAHHME 110 HIOIIAK CrpykTypa OMIOHEHT MC
M3onponun-muc-3-
0.0
((uuKIOIPONHIICY b OHILT) 7 s n :9" .]JO T
191  |amuHO)-2-((6-(pomn-1-eH-2- “ 422,0
VLT) TH P U H-2 - 1T ) METILT)

munepuauH- 1 -kapookcunarT

H3onpornun-nuc-3-((okceTas-3- o

ncy b OHIIT)aMuHO)-2-((6-(iporn- Dr:%"’"g 9 *Er"\l/
192 |l-en-2-wn)nupunuH-2- 3-" 438,0
WUT)METHI)TUNepUAnH-1-

KapOokcunar
H3onponui-uc-2-((6-(mpon-1-ex- .
2-1T) IUpUAMH-2-1IT) Eﬂ\?,‘S':zgi,rro
193 vermm)-3-(((2,2,2-  ° 464,0
TPUPTOPSTHIT)CY TP OHMIT) &N

AMUHO)IUMePUANH-1-kapOOKCHIaT

3onponun-yc-3-

(((xnopmeTuT)Cy TIb(pOHMIT) 0;539 o
2-((6- l-en-2- CH YT
194 amuHO)-2-((6-(mporn-1-en-2 a g o 430,0
)T pUIH-2- 2N
WJT)MEeTHI)TUIEePUANH- 1 -
KapOokcunar

HM3onporun-mue-3-(((2-

METOKCUITHI)CY I OHUIT)AMUHO)-2-| o~3:5 G N w° Y
195  |((6-(npomn-1-eH-2-unm)nupuauH-2- ! ps ; 2 440,0
VUT)METHIT) e

munepuaiH- 1 -kapookecunart

M3onponun-mmc-3-

-
(((unanoMeTHI)Cy B OHILT) O.s_uguwo v
(¢}
N

196  |amuno)-2-((6-(mpon-1-en-2- = 421,0
VUT) THP U H-2 - T ) METILT)

munepuanH- 1 -kapookeumar

IM3onponun-muc-3-
((mumeruicy 1b(paMOnIT)aMUHO)-2- ~
197  |((6-(mpon-1-en-2-mm)mupuguH-2- 3
LJT)METHI)

425,1

numnepuanH- 1 -kapbokcunat

IM3onpomnun-3-
((meTuncynshormm)amMuHO )-2-((1-
198  |benunmupponuaus-3-

W) METHIT)ITUIepUauH-1-

424,1

kapOokcHnar

MeTtun-uuc-2-(oudenun-3-
MIMETHIT)-3-

((umKTonponmiICy Tb(hOHMIT)
AMUHO ) ITHIIepHANH- | -kapOokcunat

199 4291

Metun-umc-2-(budenmn-3-

3-
200 VLTMETILT) 432.1

((mumeTHIICY TE(aMONIT)aMIUHO)

nunepuanH- 1 -kapOokcunat
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Tabmuma 1-21

MPUMEP| HA3BAHHE 110 HIOTIAK Crpyscrypa | LCMOHHTEABHBIH|

KOMMOHEHT

ITHI-1HC-3 -(METHIICY Tb()OHIIT)
amuHO)-2-((2-pennn-1,3-okcason-

201
[4-11)MeTHIT)

4081

munepuauH-1-kapbokcuaar

[F3onponun-nuc-3-

((mMeTuncynshonrmn)amMuHo)-2-((2-
202 (bennn-1,3-okcazon-4- 4221
V1) METHIT) TUEPUAUH- 1 -

kapOokcunar

M3onponui-ruc-2-(3-(1-metun-

1H- -5-
203 WHIA30J1-5-111) 4852

Oen3m)-3-((MeTuncy b OHMT)
AMUHO )[TUNIEPUIIH- 1 -KapOOKCHIIaT|

Lic-2-(budennn-3-nnmerin)-N,

N- -3-
204 TAMETHUIT 416,1

((MeTunCy 16} OHUIT)aMHHO)

rnepuanH- 1 -kapOoxcamun

IN-(uuc-2-(6udennn-3-uaMeTi)- O %0
205  |l-npONMOHHINUPPOIHANH-3- s 387,1
1) METAHCY Ib()OHAMYL o~

IN-(uuc-2-(0udeHm-3-uamMeTin)-

206 1-(uuxonponIKapOOHIT) 399,1

[IHPPOJIUIIH-3-1IT)
METaHCY b OHAMIT

IN-(uuc-1-anernn-2-(6udpenun-3-
207  |[MIMETHI)IUPPOIUAUH-3-

3731
1) METaHCY Ib)OHAMUL

ruc-2-(budennn-3-mmmetnn)-N-

208 TUI-N-MeTHi-3- 430.1

((MeTuicy IbhOHNIT)aMUHO)

runepuanH- 1 -kapOokcamus

IN-(uc-2-(6udeHnn-3-uameTn)-
209  |1-u300y THPMANMPPONHIMH-3-1JI) e 401,1

MeTaHCy Ib(pOHAMUL /\\(N
o

IM3onpomnun-uuc-3-
((MeTuncybdoHm)aMuHo)-2-((2- s oo
210 berm-1,3-rnazon-4- ﬁ%s\ 4381
WT)METHIT)TUIepuH-1-
kapOoKcmat (ONTHIECKH \T"\,.r"'

u30Mep) °
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039459

Tabiuma 1-22

IIPUMEP

HA3BAHMUE 1O UIOITAK

CrpykTypa

JonoJHUuTeIbHBIH
KOMIIOHEHT

MC

211

Stui-Luc-3-((MeTHcy nb( OHMIT)
amuHO)-2-((4-dennn-1,3-tnason-2-
WJT)ME T ) TUTTepUTIH- 1 -
KapOOKcHUIaT

4240

212

M3onponun-uuc-3-
((MeTmncynpdoHmT)aMuHO)-2-((4-
(bennn-1,3-Tuason-2-

1) ME T )T pUTUH- 1 -
KapOOKcHIaT

438, 1

213

I3omponun-muc-3-
((MeTucy 16 OHNIT)aMUHO)-2-
(MUpUINH-3-AIMETIT)
runepuanH-1-kapGokcuiar

356,0

214

IM3onponun-muc-3-
((mMeTuncynbphonun)amuHo)-2-((1-
(beHnIIMIEpUIHH-3-

WJT)METIT) TUTIEPUAUH- 1 -
KapOOKCHUIaT

438, 1

215

IM3onponun-uuc-3-
((MeTuicy b oHmIT)aMUHO)-2-(3-
(upUMUTIH-2-
W1)OeH3 W ) TUTIepUIiH-1 -
KapOOKcHUIaT

216

[M3onponun-nuc-3-
((mMeTuncymsdonmt)amuHo)-2-((1-
(denun-1H-nupason-3-
VLT)METHIT)TUIIepUANH- 1 -
KapOOKCcHUIaT

421,2

217

IMeTtui-Liuc-3-
((metuncynbponmn)amuuno)-2-((1-
beHmwTMnepuanH-3-

1) ME T ) TUTIEPUUH- | -
KapOoKcuIaT

4103

218

I3omponun-muc-3-
((mMeTuncynshonmt)ammuHo)-2-((1-
(MUPUMUTUH-2-HJ1) TUIePUANH-3 -
LT)METII)
nunepuauH-1-kapbokcuaat

440,2

219

[M3onponun-muc-3-
((meTmncynbphonmT)aMIHO)-2-((2-
(benun-1,3-tnazon-4-
WJT)METHIT ) THPPOTHAHH-1 -
KapOOKCHUIAT

424.0

220

IN-(me-2-((2-(2,3-nudropbenin)-
1,3-Tnazon-4-un)metnn)-1-

1300y THPMIITTHPPOITHANH-3-
HT)MeTaHCY 1bGOoHAMIT,

4441
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039459

Tabmuma 1-23

MPAMEP| HA3BAHHE 110 HIOTIAK Crpykrypa  [[CMOTHMTEIbHBI| )
KOMIIOHEHT
IN-(umc-2-(6udenun-3-unmernn)-1- | [ )

1 (LUMKIO0y THITKAPOOHIUT) i g 4132
MUPPONIUIUH-3- Oﬁr" ’
VUT)METaHCY IbPOHAMUT g
IN-(mc-2-(6ud enun-3-unmernn)-1- S DR

222 |(LUMKJIOMPOMHIIALICTII ) THPPOITUAUH -8, 413,2
-3-1J1)METAHCY Ib() OHAMHU/] ]

) yIbg Y
IN-(uuc-2-(6udenmn-3-unmernn)-1- S O 00

223 |0y THUPHIIIHPPOIUANH-3- A 401,1
HIT)METaHCY Tb(HOHAMIU \/\g"

IN-(umc-2-(6udp enmn-3-mimerun)-1- < 1 o,

224 |(3-meruOyTaHOWI)IUPPOTHUANH-3- - 4151
H)MeTaHCy IbGOHAMHY ~

) yabg I Y-g
IN-(unc-2-(6udenun-3-unmernn)-1- O @ 0s

225  |(UMKJIOTMEHTHIKApOOHWI)TUPPOIHUL 80 427,1
WH-3-1T)METaHCYy Ib(OHAMUL O\gn
IN-(rimc-2-(6udenun-3-unmern)-1- S S o

PN =]

226 |(2-MeTunOyTaHOWN)THPPOIHANH-3- HN-S 415,1
VUT)METaHCY Tb(POHAMUL \,Lﬂ,N
N-(tc-2-(6udennn-3-mmverun)-1- | £
(2,2- 12 9o

227 i 415,2
IIMMETHIIIIPOTIAHOWIT )[IPPOJTH I H- 5\‘(» ’
3 -1T)MeTaHCY Tb(OHAMHUS 5
IN-(truc-2-(6udenun-3-unmmerun)-1- | £ 3

25)-2- e

g (252 ~~-§;° 415,1
MeTIIOY TAHOWI ) TUPPOTIUANH-3- L)

IT)METaHCY Tb(OHAMIT \’)\E
IN-(umc-2-(0udenmn-3-unmernn)-1- 8 7S oo

229  |u300yTUPUINHUPPONHIANH-3- “"'5\7 4273
WUT)LIMKJIONPOIAaHCY b OHAMU T ,er“

o
IN-(umc-2-(6udennn-3-uimerun)-1- £) 0
%0
230 (LMKIONPONUIKAPOOHMIT) Wil 4291

PP OHANH-3-11)-1-
METOKCUMETAHCY Ib(OHAMI
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039459

Tabmuma 1-24

[PUMEP| HA3BAHME IO HIOIIAK Crpyicrypa |/ \CHOMHHTENBHBIR| )

KOMIIOHEHT

IN-(uuc-2-(6udennn-3-unmermn)-1-
231 1300y THPHIITUPPOIUANH-3-1T)-1 -
X TOpMeTaHCy Tb(pOHAMUL

435,1

IN-(1imc-2-(6udenun-3-mmmernn)-1-
232 |m3obyTHpuIIHppOIHIIH-3-1)-1-
(bTopMmeTaHCYyIBGOHAMUL

419,1

IN-(uuc-2-(6udennn-3-namern)-1-
233 |msobytupunnuppoiuans-3-mi)-1,1- 437,1

ImudTopMeTaHCy b OHAMIT

IN-(rmc-2-((3°,5’ -nudropbudennn- ;

3- -1-
234 HJT)METHIT) 4371

U300y THPUIIMUPPOTHIUH-3-
LUT)METAHCY JIb() OHAMULT

IN-(umc-2-((2’,5-audropbudenni-
3-wn)merun)-1-

1300y THPHIIMUPPOITHANH-3-
VJT)MeTaHCY Tb(pOHAMUL

235

IN-(uuc-1-u300yTupun-2-((2°-
(Tpudropmernn)oudennn-3-
VL) METHI) THP POSTUANH-3 -
VJT)MeTaHCY Tb(pOHAMU

236 469,0

IN-(1mc-2-((2° -xnopbudennn-3- cr’
r)meTH)-1-
1300y THPHIIMUPPOITHANH-3-

VJT)MeTaHCY Tb(pOHAMU ’Li.f

237 435,1

;
IN-(1tric-2-((2°,3’ - mudpropOord ennn- Cy

.
238 3-I/IJI)MCTI/IJ'I)-1 - H o: 4371
1300y THPHUIIMUPPOIUANH-3-
N
4]
‘

PUT)ME TAaHCY JIb( OHAMHL /Hf

IN-(tme-2-((2’,6’ - mudropoudeHnn-
39 3 -I/IJI)MCTI/IJ‘I)- 1-
1300y THPHITTHPPOIHANH-3-

WIT)METaHCY TbpOHAMUT

IN-(rmc-2-((2’-propbudennn-3-

240 IT)METIN)- 1- 419.1

300y THPUIITIUPPOJIU {TH-3 -1JT)

METaHCYJIb(pOHAMHS
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039459

Tabmuma 1-25

MPUMEP

HA3BAHHE MO HIOIIAK

Crpykrypa

JononHUTETbHBIH

KOMIIOHEHT

MC

241

IN-(mc-2-((3’ -propbudenun-3-
) MeTh)-1-

1300y THpHIIIIUPPONUATH-3-
HJT)METAHCY JIb( OHAMH

4191

242

IN-(1mc-1-u306ytupun-2-((2°,3°,5’-
rpudTopbudennn-3-

WJT) METHIT ) TUPPOTHAMH-3 -
n)MeTaHCy IbpOHAMUL

IN-(rmc-1-n300y Tapnn-2-((2°,3°,5,6°-
reTpadTopOudeHwI-3-111)

METIT) TUPPOIUANH-3-
MJT)METaHCY Ib(OHAMH]

473,1

244

IN-(ruc-1-n300y Trpnn-2-(3-
(tupponuaiH- 1 -mm)0eH3 1)
MUPPONHANH-3-1T)

MeTaHCy JTb(OHAMMUT

394.2

245

IN-(umc-2-(3-(2,3-nuruapo-1H-
uHnO-1-1n)0en3mn)-1-

1300y THPHIIIUPPONHIH-3 -
WJT)METAHCY b OHAMHU T

442.0

246

IN-(ruc- 1-n300y Trpnn-2-((2-pennn-
1,3-tnazomn-4-

T)METHIT) TUPPONTUANH-3-

V1) MeTaHCY Tb() OHAMUJL

408,1

247

IN-(1imc- 1 -(uuksonponuikapOOHuIT)-
2-((6-permnmuprans-2-
VIT)METHIT) THP POSTUIHH- 3 -
MIT)MeTaHCY Tb(pOHAMIT

400,1

248

OTun-nuc-3-
((MeTuncynbdonun)aMuHO)-2-((6-
(beHUIMUPUIMH-2-1JT)METHIT)
uppoauAnH- 1 -kapGokennar

404,0

249

Mertun-rc-2-(6nd eHT-3-UIMe TN )-
3-((3Trncynbdonm)
aMUHO)unepuanH-1-kapGokcunar

417,0

250

Merun-iuc-2-(6ud ermn-3-mimeri)-
3-((130nponUICy Tb( OHMIT) JAMHIHO)
rnepuauH- 1 -kapOokcunar

431,0
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039459

Tabiuma 1-26

MPUMEP

HA3BAHHUE IO HIOTTAK

Crpyxrypa

/{omoTHUTeIBHBIH

KOMITIOHEHT

MC

251

Lic-2~(budennn-3-unmerin)-N-
bTun-3-((Metuiacynbdonm)
AMUHO)a3eTuanH- | -kapOoKcaMus

J
&

388,0

252

IN-(rree-1-(2,2-
ImiMeTUnponanon)-2-((2-¢penun-
1,3-tnazon-4-

LJT) METHIT) TP POSIHAHH-3 -
VT)METAHCY JIb() OHAMUT

4222

253

1-®dTop-N-(1mc-1-u300y THpHI-2-
((2-penun-1,3-ruazon-4-
VLT)METHIT) TUP POSTUAMH- 3 -
VJT)METaHCY Tb(POHAMUL

- O

I
<
o
%o
{

4262

254

IN-(rimc-1-(uukaoOy TrnkapOOHMI)-
2-((2-(3-propdennn)-1,3-Tnazon-4-
VLJT)METH ) TP POTTMAHH-3 -
MT)MEeTaHCY JIb() OHAMUL

438,1

255

IN-(rmc- 1-(umksmoOy TrnkapOOHMI)-
2-((2-(2-propdennn)-1,3-Tnason-4-
1JT)METHIT)TUPPONHANH-3-
1T)METaHCY JIbpOHAMIT

4382

256

IN-(uc-1-(umknoOy TunkapOoHuII)-
2-((2-(2,3-nudproppenmn)-1,3-
THA30JT-4-HJT)METHIT)
THPPOJTUINH-3 -1IT)

METaHCY Ib( OHAMH

.

20 %g@af

z
.
. O
B

456,1

257

IN-(rmc-1-(umknoOy TrnkapOOHMI)-
2-((2-(4-propdennn)-1,3-Tuason-4-
[VLJT) METHIT ) THP POTTMANH-3 -

K1) MeTaHCY () OHAMUT

¥s)

438,1

258

IN-(1mc-1-(upknoOy TrnkapOoHMII)-
2-((2-(3,5-nudropdpenmn)-1,3-
THA30J1-4-1T)METHIT) TUPPOTHANH-3 -
H)MeTaHCY IbGOHAMIL

. sz r
ki_%t

]

i

L

4561

259

IN-(1tuic-1-(1mkto0y THAKapOOHMIT )-
2-((2-pennn-1,3-tnazon-4-

VT) ME THUIT ) TUP POSIMAUH-3 -

V1) LUK JTOTIPOIIAHCY IbOHAMITT

L

4462

260

IN-(wric-1-u306y Tupmn-2-((2-penmn-
1,3-Tnazon-4-

[FLJT) METHIT) AP POSTUANH-3 -

VLT LIUKJIOTIPOTIAHCY Tb(h OHAMHU T,

434,2
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039459

Tabmuma 1-27

HPUMEP

HA3BAHHE IO HIOIIAK

Crpykrypa

KOMIIOHEHT

JonoJiHUTeILHBII

MC

261

IN-((285,3S)-2-(6ubennn-3-nnmern)-
1-(uuka00y TrHiIKapOOHIT)
MuppoNuaAnH-3-
HLIT)MEeTaHCY JIb() OHAMUL

4133

262

IN-((2S,35)-1-
(umknoOyTunkapoorun)-2-((3°-
(bTopbudenmn-3-
VLIT)METHIT)THPPOSTUAHH-3-1IT)
MeTaHCY Tb()OHAMUT

263

IN-((28,3S)-2-(6ntennn-3-ummeTunn)-
1-((3,3-

InudTopLHKI00y THIT)KapOOHMIT)
MUPPONIUANH-3-

IT)METAHCY IbGOHAMIT

447,1

264

IN-((28,39)-1-((3,3-

I Top K00y THIT)KapOOHIT)-2-
((3°-bTOpbudenun-3-nn)MeTnn)
MUPpPONUANH-3-

T)MeTaHCY IbGOHAMIL

465,0

265

IN-((28,3S)-2-(6udheHnn-3-uameTun)-
1-((1-dropuuxiodyTum)KapOOHHT)
MTUPPONIUANH-3-

HT)MeTaHCY TbPOHAMIT

4312

266

IN-((28S,3S)-2-((3’-¢pTopbudennn
-3-nm)metnn)-1-((1-
(bTOpLMKIOOY THIT)KapOOHMIT)
MUPPOIUANH-3-

HT)METAHCY TbGOHAMIT

4471

267

IN-((28,3S)-2-(6udheHm-3-uameTun)-
1-(uuka00y THIIKApOOHIIT)
MUPPONTUANH-3-1)- 1 -
(hTopmeTaHCy b OHAMUT

4312

268

N-((28,3S)-1-

(uuxioGy TrnkapGormt)-2-((3°-
hTopOudenun-3-un)MeTr)
MUPpPONUANH-3-1i)-1-
(bropmeTaHCy b OHAMUL

449,1

269

IN-(1xeic- 1 -(MK1o0y THIIKapOOHHIT )-2-
((2-¢penun-1,3-tuason-4-
PLIT)METHIT) TUP PO AMH-3 -11)-1-
(TopmeTaHCynbpOHAMULT

4380

270

IN-(uimc-1-n300y Trpun-2-((3°-
MeTrOndeHnn-3-

FLT)ME T ) TUP PO AHH-3 -
IT)MeTaHCY IbGOHAMIL

4152
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039459

Tabuma 1-28

ITPUMEP

HA3BAHHE ITO HIOITAK

CrpykTypa

JlonoTHATEe IbHBIH

KOMIIOHEHT

MC

271

IN-(uuc-2-((3’-xnopoudennn-3-
rr)merin)-1-

1300y THPHUITIHPPOTHAHH-3-
VT)MEeTaHCY b OHAMUL

4352

272

IN-(1imc-1-n300yTrprn-2-((3°-
MeToKcHOndeHm-3-
T)METHIT) TUPPOSTUAMH-3-
IT)MeTaHCY IbhOHAMILT

431,0

273

IN-(1terc-2-((3 -(mudpropmernn)
Ongennn-3-un)mernn)-1-
U300y TUPUIIIUPPOTUAMH-3 -
VT)ME TAHCY JIb() OHAMH

4512

274

IN-(umc-2-(6udennn-3-nnmvetin)-1-
((1-MeTHILHKIONPOITHI)
KapOOHMI)THPPONTHANH-3-
UT)METaHCY JIb() OHAMULT

4133

275

IN-(umc-2-(budennn-3-unmerun)-1-
((2,2-AMMETHIILMKIIONPOIIILT)
KapOOHMIT) THPPOIHAKH-3-
VT)METAHCY JIb() OHAMH

4270

276

IN-(pic-1-(6unukmo[ 1.1.1]nent-1-
nnkapOonun)-2-(6udernn-3-
MIIMETHIT) TP POIIAUH-3 -
WIT)MeTaHCY b OHAMHT

425,0

277

IN-(1reic-2-(6ndenmn-3-unmerun)-1-
(2,2-nudToprponaHomT)
MUppPONIUANH-3-

WIT)MeTaHCY JIb( OHAMUT

423,0

278

(hTOp-2-MeTHIIIPOIIAHOMIT)
MUppPONTUANH-3-
T)MeTaHCy b OHAMITT

IN-(uuc-2-(budenmn-3-unmermn)-1-(2-

4172

279

IN-(uuc-2-(6udenun-3-umvetn)-1-
(3,3,3-tpudTop-2-
METHIITPONaHOKI) THPPOITHANH-3-
LUT)METaHCY JIb( OHAMULT

454,9

280

IN-(1mc-2-(6udennn-3-unmernn)-1-
((1-propuukonporniI)

KapOOHMIT) THPPOTHANH-3-
VJT)METaHCY Tb(OHAMUL

417,0
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039459

Tabuma 1-29

IIPUMEP

HA3BAHHE ITO HIOITAK

CrpykTypa

JonoiHUTEIBHBII

KOMIIOHEHT

MC

281

IN-(1uc-2-(6udenun-3-nnmernn)-1-

((Tpanc-2-¢TOPUMKIONPOITIIT)
KapOOHW ) TUPPOTHANH-3-

WJT)METAHCY JIbpOHAMU T

417,0

282

IN-(1uc-2-(6udenmn-3-uamernn)-1-
((eic-2-TOPLMKIOIPOTIHIT)
KapOOHMIT) TUPPOIUANH-3-
HT)METaHCY Ib()OHAMI

417,0

283

IN-(ruc-2-(6udenun-3-nnmermn)-1-
((2,2-mudropruKIonpomnT)
KapOOHWI ) TUPPOTUANH-3-

1) METaHCY b OHAMUL

435,0

284

IN-(1uc-2-(6udenmn-3-uamernn)-1-
(oxcetaH-3-nnkapOOHMI)
UPPOJIUIUH-3-

HT)METAHCY Ib()OHAMIU

415,0

285

IN-(1ruc-1-(uuKIOnpONMIKapOOHMIT)-2-
((2-¢benn-1,3-Trason-4-mr)mMeTnn)
MPPOTUINH-3-

IT)METaHCY Ib(pOHAMITT

406,0

286

OTui-1mc-3-((MeTIICy Ib() OHILT)
amMnHO)-2-((2-bennn-1,3-tnason-4-
VIT)METHIT) TUPPOIAANH- 1 -
kapOokcunar

410,1

287

[M3onponun-uc-2-(oudennn-3-
(audTop )MeTnn)-3-
((veTuncynb(OHNI)aMHHO)
nunepuauH-1-kapookcuaar

465,1

288

IN-(umc-2-(6nudenmn-3-

n(audTop )mernn)-1-
(LUKJIOMPONMUIIKAPOOHMIT) TUIIEPUANH-
3-m1)MeTaHcy ibHOHAMUL

4492

289

IN-(uuc-1-anernn-2-(6udenun-3-
(audTOp ) METII) IUIEPHAH-3 -
VT )MEeTaHCY JIb() OHAMUTT

290

Drut-umc-2-(6ud ernn-3-
(g Top)MeTHn)-3-
((MeTunCy 16} OHUIT)aMHHO)
unepuanH-1-kapOokcuiIaT

451,0
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039459

Tabuma 1-30

MPUMEP

HA3BAHMUE 110 HIOITAK

CTpykTypa

/lonoJIHUTENbHBIH

KOMIIOHEHT

MC

291

Otui-uuc-2-((2-gropoudennn-3-
WUT)METHIT)-3-

((MeTwuiCy b OHIIT)aMHHO)
MUPPONUIHIH- | -KapOoKcuar

421,0

292

Otuin-rmc-2-((2,3’-nudropoud ennn-
3-rI)MeTH)-3-

((MeTuicy IbOHNIT)aMUHO)
MUpPONHANH- 1 -KapOokcmar

4392

293

IN-(uuc-2-((2-¢propbuderm-3-
wr)MeTin)- 1-

1300y THPHIITTPPOSTUANH-3-
1T)METaHCY JIbpOHAMHIT

4192

294

IN-(mtre-2-((2,3’-audropbudennn-3-
)MeTun)-1-

1300y TUPHIITUPPOIUANH-3-

1) METaHCY Ib()OHAMYL

4372

295

Orui-uuc-2-((5-propoudennn-3-
w1)MeTwn)-3-((MeTuicy b OHMIT)
AMHHO)THppOIUANH-1-KapOoKCHIaT

421,0

296

Otun-tmc-2-((3’,5-nudropoud ennn-
3-r)MeTHI)-3-
((MeTwCy b OHIIT)aMHHO)
MUpPPOTHINH-1 -KapOoKcHmaT

4389

297

IN-(uuc-2-((5-dpropoudenun-3-
r)meTn)-1-

300y THPHIIMTHPPOTHANH-3-
T)MeTaHCY IbhOoHAMIL

4192

298

IN-(uuc-2-((3°,5-audropbudenun-3-
MIT)MeTII)-1 -

300y TUP PP O ANH-3 -
T)MeTaHCY Tb(OHAMILT

4372

299

IN-(timc- 1 -(1xno6y THITKApOOHT)
-2-((5-propbudeni-3-

PLIT) METHIT) THPPOSTHAMH- 3 -
HT)MeTaHCy Tb(hOHAMIT

4312

300

IN-(1rpic- 1 -(mKnoOy THIKapOOHMIT)
-2-((37,5-nudropbudenun-3-
VLJT)ME T ) TP POTTUANH-3 -
1)MeTaHCY b OoHAMIT,

4492

- 120 -
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Tabmuma 1-31

IMPUMEP

HA3BAHUE IO HIONTAK

CTpykTypa

JonoTHATEe TbHBIH

KOMIIOHEHT

MC

301

Orun-uuc-2-((6-¢propbudernn-3-
n)metin)-3-((MeTuncy nbGoHMIT)
aMuUHO )P posIMANH-1 -KapOOKCHIaT

421,0

302

Srun-ruc-2-((3°,6-nudropOud ennn-
3-mum)meTin)-3-

((MeTuncy b oHMI)aMIHO)
MUPPOIUANH- 1 -kapOoKcHIaT

439,0

303

IN-(rmc- 1-(upknoOy TrnkapOOHMI)
-2-((6-dropOudenm-3-

VLJT) METHIT) ITAP POSTUANH-3 -

V1) MEeTaHCY b OHAMU LT

4312

304

IN-(rimc-1-(uukno0y TrnkapOOHMI)
-2-((3”,6-nudropbudennn-3-

VLJT) METHIT) AP POSIUANH-3 -

V1) MeTaHCY JIb() OHAMUTT

4492

305

IN-((28,3S)-2-((3’-¢pTopbudenmnn-3-
v )meTrn)- 1 -((1-MeTnnmkIo0y THIT)
KapOOHU ) TUPPOTHANH-3-
n)MeTaHCy IbGOHAMIT,

4453

306

IN-((28,3S)-1-(6uuuxiio
[1.1.1]nenT-1-unkapbonun)-2-((3°-
bropbudenm-3-mn)merun)
MIPPOTUINH-3-

IT)METaHCY Ib(hOHAMITT

4433

IN-((28S,3S)-1-(6uuuxiio
[1.1.1]nent-1-mnkapbormn)-2-((3°,5°-
mupTopbudenm-3-

VJT)METHIT)TUPP OTAANH-3 -HJT)
METaHCY b OHAMIT

n

460, 9

308

IN-((28,3S)-2-((3’-dTopbudenmnn-3-
) metin)-1-((1-
UIPOKCHIIHKIIOOY THIT)
KapOOHWI ) TUPPOTUAUH-3-

Y1) METaHCY Ib()OHAMUL

4470

309

IN-((28,3S)-2-((3’-¢pTopOudenun-3-
w)metn)-1-((1-
(Tpudropmernm)iukiIoOy TIIT)
KapOOHIIT) TIPPOTUANH-3-
IT)METaHCY Tb(hOHAMITT

498,9

310

IN-((28,35)-1-
(mmknoOyTunkapbonnn)-2-((3°,5°-
mupTopOuden-3-
VLUT)METHIT)TUPPOIUANH-3 -

VJT)METaHCY Tb(pOHAMI

448.9
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Tabuma 1-32

IIPUMEP

HA3BAHMHE ITIO HIOITAK

JonoyiHUTEILHBII
KOMIIOHEHT

MC

311

IN-((28,3S)-1-(unknoby TrikapOOHUIT )
2-((3’-meTnnOup eHUIT-3- 1) METHIT)
MIVPPONTHANH-3-1T)

MeTaHCY Tb(pOHAMIT

4270

312

2-((3’-¢bropbudenut-3-mw)mMeTi)
MUPPONUAUH-3-11)-1-
MeTokcHMeTaHCy IbhOHaMUL

IN-((2S,38S)-1-(umknoby TriaxapOoHIT)-

461,0

IN-((28,3S)-1-(azeTunun-1-
nkap6onmn)-2-((3’-dpropbudennn-3-
VLT)METHIT)

MuppoNuAnH-3-

M1 )MeTaHCY JIb() OHAMUT

4322

314

IN-((28S,3S)-2-((3’-dpTopbudenmnn-3-
W )MeTHN)-1-
((1-MeTOKCHLMKIOOY THIT)
KapOOHMIT) THPPOTHANH-3-
VT)METAHCY JIb() OHAMULT

461,1

315

IN-(1reic- 1 -(tmkno6y TrK apOOHMIT)-2 -
((2-(3,5-nudpropdpennn)-1,3-tnason-4-
[VLJT)METH ) TP POTTMANH-3 -

n)3TaHCy IbGOHAMUL

470,1

316

IN-(ume-2-((2-(3,5-nudropdennn)-1,3-
rrason-4-m)mermn)-1-((1-
METHITIUKJIO0Y THIT)KapOOHIT)
MIIPPONHUANH-3-1T)

bTaHcyabhoHamMuL

484.1

317

IN-(1rue-2-((2-(3,5-mudropdennn)-1,3-
THA30.-4-11T)

metin)-1-((1-

CHAPOKCHLHMKIIOOY THIT)KapOOHIIT)
UPPOIUANH-3-1T)

bTancynbhoHaMIz

486,1

318

IN-(uc-1-(6nuukmno[ 1.1.1]ment-1-
nnkapbonmn)-2-((2-(3,5-
imudropdpenmn)-1,3-tuazon-4-
VLT)METHIT) TUP POSTUAMH-3 -
VT)3TaHCY Tb(OHAMHU

482,1

319

IN-(1imc- 1-(uukno0y TrnkapOoHmI)-2-
((2-pennn-1,3-Tnazon-4-
VLJT)METH ) TP POTMAHH-3 -
VT)METAHCY JIb() OHAMU T

420,2

320

IN-((28,3S)-1-(unknoby TuikapOOHHUI )
2-((2-(3-propdennn)-1,3-ruazon-4-
VIT)METHIT) THP POSTUIHH- 3 -
LUT)METAHCY JIb() OHAMULT

438,2

Tabmuma 1-33

ITPUMEP

HA3BAHHUE IO HIOIMAK

Crpykrypa

JonoTHATeNbHBIH

KOMIOHEHT

MC

321

N-((2S,35)-1-
(uuknoOytunkapoonun)-2-((2-
¢bennn-1,3-tnazon-4-
WJT)METH) TP POTUIUH-3 -

Q. .

N H};:s\v
O

)

4461

-122
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W) LUKJIONPOTAHCY Tb(HOHAMHUIT
(omTu4eckuii u3oMep)

322

N-(twmc-2-((2-(3,5-nudropderiun)-
1,3-tnazon-4-um)mernn)-1-((1-
METHILUKIOOY THIT)KapOOoHIIT)
NUPPOIUANH-3-
HT)METaHCY b OHAMIT

468,0

N-(uuc-2-((2-(3,5-mudropdhenmn)-
1,3-tuazon-4-un)merun)-1-((1-
THAPOKCHIIKIOOY THIT)
KapOOHII)IUPPOIUAUH-3-
WJT)METaHCY Tb(HOHAMUT

469,9

324

N-((28,35)-2-(6udennn-3-
unmMetun)-1-

UUKJI00Y TUIKAPOOHIMIT)

TP PONTHANH-3-11)-1-
METOKCUMETAHCY Ib(OHAMUL

443,1

325

N-(umc-1-
(umxnobyrukapoorm)-2-((5-
metun-2-herni-1,3-ruazon-4-
WJT)METHII) AP POIAANH-3 -
HT)METaHCY b OHAMIT

434,1

326

N-(tme-1-((1-
THAPOKCHLIUKIOOY THI)
kapboumw)-2-((5-meTmn-2-peHu-
1,3-Tnazon-4-un)
METU)IUPPOIUAUH-3-
WJT)MeTaHCY TbHOHAMUT

450,1

327

N-(uuc-1-(aserumun-1-
nnkapoorun)-2-((5-metua-2-
¢bennn-1,3-tnason-4-
HJT)METHI ) TUPPONHANH-3-
HJT)METAHCY Ib(OHAMIT

328

N-((28,35)-2-((3’-¢propbudeni-
3-mm)mernn)-1-(oxceraH-2-
HIKapOOHMI)

MUPPOIUANH-3-

WJT)METAHCY Ib(QOHAMHET

4331

329

N-(uuc2-((6-(3-propdhermn)
MUPHUANH-2-UI)MeTHI)-1-
1300y TUPUIIUPPOIUANH-3 -
HJT)METAHCY Ib(OHAMIT

420,2

330

N-(uuc-1-(2,2-
nuMmerunnponanouni)-2-((6-(3-
¢$ropderun)nupunuH-2-
HT)METHI) THPPONUAUH-3-
HJT)METAHCY TbHOHAMEL

4342

- 123 -
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Tabmuma 1-34

INPUMEP

HA3BAHMUE ITO HIOMMAK

CTpykTypa

KOMITIOHCHT

JlonoTHUTENBbHBIH

MC

IN-(gic- 1 -(uuKIIO e HTHIIKAPOOHII)-2-
((6-(3-¢ropbennn)nupuans-2-
YUT)METHIT) TUPPOTHAUH-3-
IUT)METAHCY 1b() OHAMHU

4462

332

IN-(rmic- 1 -(upkstonponunkapOoHmT)-2-
((6-(3-propdhennn)mupuaus-2-

1JT)ME T ) THPPOTHINH-3-
VJT)METAHCY Tb( OHAMI

418,2

IN-(wric-1-(asetinun- 1 -mxapOoHIT)-2-
((6-(3-¢propdenun)
[UPUAMH-2-1IT)METHII)TAPPONHIANH-3 -
HUT)METaHCY b OHAMHU

433,2

334

IN-(rimic- 1 -(uuksoOy TrirkapOoHIT)
-2-((6-(3-dropdenmn)nupunun-2-
1JT)ME T ) THPPONTHIUH- 3 -
VJT)METAHCY Tb( OHAMI

4322

(98]
(V%)
W

IN-(tmc-2-((6-(3-¢propdenun)nmupuamH-
2-nn)mMeTin)

-1-((1-MeTrnukIo0y THIT)
KapOOHIIT) T PPOIUANH-3-
IJT)METaHCY Ib( OHAMI

446,2

IN-(umc-1-(6unmkio[ 1.1.1]menT-1-
nkapOoHm)-2-((6-(3-
(bropdeHmn)nupuanH-2-
1JT)METHIT) THPPONTHINH-3-

W) METAHCY b OHAMH L

4442

337

IN-(rmc-2-((6-(3-bTopdhenun)
nupuauH-2-mn)meri)-1-((1-
METHIILIMKJIONPOITIIT)KapOOHHUIT)
MUAPPOITHAMH-3-HIT)METAHCY TbHOHAMH L

4322

338

IN-(1mc-2-((6-(3-¢pTopdenmn)
nupuans-2-mn)mermn)-1-((1-
[HAAPOKCHLHAKIOOY THIT)KapOOHILT)
[IHPPOTHANH-3-F11)

MeTaHCy IbhOHAMUTT

4482

339

IN-((2S,3S)-2-((2-(3,5-mudropdenun)-
1,3-trazon-4-mn)

mermr)-1-((1-

CHAAPOKCHLHUKIOOY THIT)KapOOHILT)
MPPONHAMH-3-HI)METaHCY IbHOHAMUT

469,9

340

IN-((2S,3S)-1-(a3eTuaun-1-
nkapOoHmn)-2-((2-(3,5-nudropdennn)-
1,3-Tra301-4- 1) MeTHI) TP POTUANH-3-

HT)METaHCY JIb() OHAMU/T

454.9

-124-
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Tabmuma 1-35

OPUMEP

HA3BAHMHE IO HIOITAK

Crpykrypa

JonoTHUTEe NBHBIH

KOMIIOHEHT

MC

341

IN-((28,3S)-1-((3-ropazernaun-1-

i )xap6ormn)-2-((3’-dpropdudenr-3-
FLT)ME T ) THPPOSIUAHH-3 -
IT)MeTaHCY b OHAMILT

450,2

342

IN-((28,3S)-1-((3,3-audropaserunun-
1-um)xap6onmn)-2-((3’-propdudennn-
3 -FIT)METHIT) THPPOTUANH-3 -
HIT)METaHCY JIb() OHAMUL

468,1

343

IN-((28,3S)-2-((3’-bTopoudenmi-3-
wn)mernn)-1-((2-meTunaserunus-1-
WIT)KapOOHIT) AP PO AH-3 -
T)MeTaHCY IbhOoHAMILT,

446,2

344

N-((25,38)-2-((3",5"-
nudropoudennn-3-mwr)mermn)-1-((1-
CHIPOKCHIIHKJIOOY THIT)

KapOOHUIT) TUPPOTHAUH-3-
T)MeTaHCY Ib(GoHAMILT

465,1

345

IN-((28,3S)-1-(aseTunun-1-
wikapoonmn)-2-((3°,5’-

i Topbudennn-3-

PLT)ME T ) TUPPOSIUAMH-3 -
HT)MeTaHCY b OHAMIT

450,2

IN-((28,35)-1-((1-

[UAaHOIUKIOOy THIT)KapOormt)-2-((37-
(bropoudennn-3-

WLJT) METIIT ) THPPOJTHAHH-3 -
WJT)METAHCY b OHAMUL

456,3

347

IN-((28,3S)-1-(5-a3acriupo[2.3 Jrexc-5-
mkap6onm)-2-((3’-¢propbudenun-3-
WLJT) METIIT ) THPPOJTHAHH-3 -
HT)MeTaHCy b OHAMIT,

4583

IN-((28,35)-1-(aseruaun-1-
nkapOonmn)-2-((2-(3,5-
mibTopdenmn)-1,3-trnazon-4-
VLJT)METHI ) THPPOTHAHH-3 -

W1 )3TaHCy b OHAMUA

471,2

IN-((28,3S)-2-((2,3’ -nu¢propOudenu-
3-mn)mermn)-1-(2,2-
IMETIUTIPOIIAHOWIT)

MUPPONTUINH-3 -

W1)METaHCY b OHAMET,

451,1

350

IN-((28,3S)-1-(uuknoOy THIKapOOHUIT )-
2-((2,3’-nudropdbudenmn-3-
PLUT)METHIT) THPPOTHAKH-3-
IJT)METAHCY JTb( OHAMUT

4491

- 125 -
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Tabuma 1-36

JlonoTHUTENbHBIH
KOMIIOHEHT

NPUMEP| HA3BAHHE 1O HIOIIAK CrpykTypa MC

IN-((2S,3S)-2-((2,3’-audropoud eHrr-
3-mm)merwn)-1-((1-

351  |METHJILIUKJIOMPOIIIII) 449,1

KapOOHMIT) TIPPOIHANH-3-
VJT)METaHCY Ib(pOHAMUT

IN-((2S,3S)-1-(aseTunun-1-
nkapbonmn)-2-((2,3’-
352 |mudpropOudenm-3-un)
METIT) THPPOTAANH-3 -

450,1

VT)METAHCY JIb() OHAMHUT

Tabuuma 1-37

JlonoiHUTEILHBII
KOMIIOHEHT

MPUMEP| HA3BAHUE IO HIONAK CrpykTypa MC

IN-((2S,3S)-1-(azeTnann-1- C

o
kapOonun)-2-(6udenun-3- ® S,
IMETHIT) T PPOIHANH-3-
HIT)MeTaHCY b OHAMHUTT

4142

(2S,35)-2~((3’-pTopbudenun-3- 2

W )Me TN )-N, N-gumeTni-3- ' @ %o
354 X s 420,2

((MeTuncy b OHMIT)aMHHO)
MIPPONUANH- 1 -KapOokcaMun

IN-((285,35)-1-

(unknoOyTunkapbonmn)-2-((2,3°,5-
355  [rpudropbudennn-3- 467,2
PLIT)METHIT) THP POITHIVH-3 -

MIT)METaHCY TbGOHAMIT

IN-((2S,3S)-1-(azeTnann-1-
nkapbonun)-2-((2,3°,5-
356  mpudropdudennn-3-

HLT)ME T ) TUP PO AHH-3 -

468,2

HT)METAHCY TbGOHAMIT

IN-((2S,35)-1-

(unknoOy TrnkapboHmn)-2-((2,3°,5-
357  mpudropoudenun-3-
PLIT)METHIT) TUP POITHIMH-3 -
WIT)3TaHCY Tb(OHAMUL

4812

IN-((2S,3S)-1-(azeTrnun-1-
nnkapbonmn)-2-((2,3°,5-
rpudTOpOUEHUIT-3 - 1T )METHIT)
[MUPPOIUANH-3-UIT)3TAHCY IHHOHAMUL

358 482,2

ramun N’-((28,35)-14
(uuknoOy TrnkapboHmn)-2-((2,3°,5-
359  mpudropoudenun-3-
wn)meTHn)nupponuanH-3-uwi)-N, N+

496,2

I[I/IMeTI/I.HcepHOi‘I KHUCJIOTBI

Juamun N’-((2S,3S)-1-(asetraus-1-
nnkapbonmn)-2-((2,3°,5-

360  [rpudropbudennn-3-
n)meTwn)nupponuauH-3-uwi)-N, N+

4971

I[I/IMeTI/IJ'IcepHOfI KHUCJIOTHI

(2S,35)-N-stun-2-((3’-
(bropoudennn-3-mm)mernn)-N-

361
MeTHII-3-((MeTIICY Tb(h OHIIT)

AMUHO )P poUAnH-1-kapOokcamun

- 126 -
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362

IN-((2S,3S)-1-(aseriaun-1-
nnkapbonmn)-2-((3°,5’-
Imidropbudennn-3-
[VLJT)METHI ) TP POTMANH-3 -
VT)3TaHCY Ib(OHAMHU

464.2

Tabmuma 1-38

MPUMEP

HA3BAHUE 11O HIOITAK

CtpykTypa

/{onmoJIHUTe TIbHBII
KOMIIOHEHT

MC

363

IN-((28,3S)-1-(azeruaun-1-
nnkapbonnn)-2-((3’-gropoudennn-
3-K1)MeTHN ) TUPPOTUANH-3-
K1)3TaHCy b oHAMUA

446,2

IN-((2S,3S)-1-(aserupun-1-
nnkapoonmn)-2-(budenmr-3-
AITMETIUT) TP PONHTUH-3 -
WT)3TaHCY Tb(OHAMU

4283

(2S,35)-3~((3 ey nbh oHMII)
amuuo)-2-((3’-hropbudernn-3-
vut)metin)-N,N-
IMMeTHIIITHPPONHVH- 1 -
KapOokcamus

4342

366

(25,3S)-2-((3”,5’-mudTopbudenun-
3-nm)metin)-N,N-gumeTiin-3-
((MeTuCY 1bHOHMUIT)AMHHO)
MUpPpOIUANH- | -kapGoKcaMu

438,2

367

(2S,3S)-2-((3”,5’-nu¢ropbudenun-
3-un)merun)-3-
((3rricynedonmn)amuHo)-N,N-
IMETHIIITHPPONHHH- 1 -
KapOoKkcamus

452,1

368

(2S,35)-2~((3’-¢propbudennn-3-
nn)mernn)-N-u3onponui-N-MeTu-
3-((MeTuICY IB(OHIT)

AMUHO )ITHPPOTUANH- 1 -KapOOKcaMIy

4482

69

(25,35)-2-((3”,5’-mudTopbudennn-
3-mm)meriun)-N-oTHi-3-
((3Tuncynedhonmm)
aMUHO)-N-MeTUINUPPONHAKH-1-
KapOoKcamMus

466,2

370

(25,35)-2-((2,3’-nupropOudernn-3-
nn)merun)-N, N-pumernn-3-
((MeTuncy b OHNIT)aMHUHO)

MpPOIUANH- | -kapOokcaMuz

438,2

371

(2S,35)-2-((2,3’-nudropbudernn-3-
v )MeTHn)-N-3Tun-N-MeTin-3-
((MeTHIICY Tb( OHUIT)aMUHO)
MIppONUANH- 1-kapOoKcaMig

4522

372

IN-((2S,3S)-1-(aseTunun-1-
nikapbonmn)-2-((2,3’-

Imudropbudermn-3-
VLJT)METHIT) TUP POSIUANH-3 -
V1)3TaHCy b OHAMHEL

464,2

-12

7 -
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Tabiuma 1-39

/{onoJTHHTEeIbHBIH

MPUMEP HA3BAHME 110 HIONIAK Crpyxrypa MC

KOMIIOHEHT

(2S,3S)-2-((2,3’ -nu¢propbudenu-3-
vn)mMeTin)-3-

373 ((sruncynbhonmna)aMunao)-N,N- 4522
IMUMe THIIHPPONTHANH- 1-
KapOokcamun
IN-((2S,3S)-1-(azetumun-1-
mkap6onm)-2-((2,3°-

374  |mudropbudeHnn-3-ma)MeTHI)
MUPPOJNIHH-3-1IT)
[MKJIOTIPONAHCY LM OHAMIN
(2S,3S)-3-

((1uKIOIpPOMHIICY TB()OHIIT)aMUHO)-
2-((2,3’-nudpropbudenun-3-
rr)metmin)-N,N-
IMMMEeTUIIUPPONHANH- 1-

476,1

375 464,2

KapOoKcamuz

Muamux N°-((28,3S)-1-(azerupun-1-
unkapOoHun)-2-((2,3’-

376 |mudropoudennn-3-

479,2
1) MeTIIT) TP PO AuH-3 -11)-N, N-
[MMETUIICEPHOM KUCJIOTbI
(25,35)-2-((2,3’ -mudTopbudennn-3-
) MeTI)-3-

377  |(((mumermicynbhamonn)amuHo)-N, N- 4672
IMUMETHITHPPOIHAHH- 1 -
KapOOKcamuz
IN-((2S,3S)-1-(azernnun-1-
nnkapOonmn)-2-((2,3°,5’-

378  pudropbudenun-3-mn)MeTnn)

468,2
MTUPPOSTUINH-3-

T)MEeTaHCY TbOOHAMHE

(2S,3S)-N, N-numerus-3-
((MeTmiicy 1b(GOHIIT)aMIHO)-2-

379 |((2,3°,5 -tpudTopbudennn-3-
V1JT)METIUT) THPPONTUIUH- 1 -

456,2

KapOoKcamMu

IN-((28,3S)-1-(aseruaun-1-
mikapbomm)-2-((3’-xop-2-
380  |bropOudennn-3-nn)meTnn)
MTHPPOSTHINH-3-

466,1

T)MeTaHCY Tb( OHAMUT

(2S,3S)-2-((3’-xmop-2-
(bTopOudenmn-3-mn)merin)-N,N-

381
mimeTHi-3-((MeTuicy b oHmT)

4541

AMIHO )P PONH/NH- 1 -kapOokcamMu

(2S,3S)-2-((3°,5’-nudpropoudernn-3- )
wi1)meTn)-N-meTokcu-N-metun-3- | °

-]
(2 s 4542
((MeTuiicy 1b(OHIIT)aMIHO) y ’

382

mupponuarH-1-kapOokcamun /F"!g

- 128 -
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Tabuuma 1-40

JlonoTHUTEILHBIH
KOMIIOHEHT

MPUMEP | HA3BAHWE IO MIOMMAK | Crpykrypa MC

(2S,3S)-2~((2-propbudenmn-3-
win)meTmn)-N, N-pumerui-3-
((meTwmcy b OHMIT)aMHHO)
MHPPONHUANH-1-KkapOokcaMus

383 420,2

N-((28,3S)-1-(azeTnann-1-
unkapOonmn)-2-((2-

384 ¢bropbudenn-3-mr)mernn)
TUPPONUANH-3-

432,1

WIT)METaHCY IbPOHAMH

(28,35)-2-(6udenun-3-
HIMETII)-3-

385 ((eTuncynbdponmn)amuHo)-N, N-
JUMMEeTUINUPPOIUAUH-1-

4162

Kapbokcamu

N-((28,35)-2-((2,3’-
nudropbudernn-3-mr)mernn)-
386 1-((1-ruopoKCHLUMKIO0Y THIT)
KapOOHMIT)IUPPONUAUH-3-

4652

WIT)METaHCY TbGOHAMIT

N-((28,38)-2-((2,3°-
1ubTOpOUdeHIT-3-UIT)METHI)-
387 1-(2-runpokcu-2-
METHIIITPOTIAHOWI) TP PONTHANH-
3-un)MeTaHCy b OHAMUT

4532

N-((28,35)-2-((2,3’-

I TOPOUG EHNIT-3 -1 )METI )-
388 1-((1-runpoxcuukIo0y TIIT) 479,2
KapOOHMII) TP PONHNH-3 -

WT)3TaHCy TbHOHAMHL

N-((28,35)-2-((2,3’-
nmudTopOudeHNIT-3 -1 )MEeTHI )-
1-(2-runpoxcu-2-

389
METHJIIPOIIAHOMI)

465,1

MTUPPONUANH-3 -
WIT)3TaHCy TbGOHAMUL

N-((28,35)-2-((2,3’-

I TOPOU( EHUI-3-HIT)MEeTHI )-
390 1-((1-ruppoxcumkIo0y THIT) 491,2
KapOOHMII) TUPPONUANH-3 -

W) IIUKJIOTIPOTIAHCY TbHOHAMUT

N-((2S,35)-2-((2,3-
T TOpOUG EHNIT-3 -1 )MEe T )-
1-(2-runpoxcu-2-

391
METHJIIIPOIIAHOMI)

4772

TP PONTUANH-3 -
JT) LIUKJIOTIPOTIAHCY Tb(OHAMH I

Juavun  N’-((25,35)-2-((2,3°-
I TOPOUG EHNIT-3 -1 )ME T )-

392 1-((1-runpoxcuLuKIO0y THIT) 4942

KapOOHMIT) TP PONTUANH-3-1IT)-
N, N-aumeTuncepHoi KUCIOThI
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Tabmuma 1-41

IIPUMEP

HA3BAHMUE IO HIOTAK

Crpykrypa

JlonoHUTEIBHBII

KOMIIOHEHT

MC

393

Huamun  N’-((2S,35)-2-((2:3’-
nubropbudennn-3-mwr)merun)-
1-(2-runpokcn-2-
METHJINPONAHOMII) TUPPOIUANH-
3-1)-N,N-1umetrncepHoit
KHCIIOTBI

4822

394

N-((28,39)-1-((1-
TUPOKCULIUKIIOOY THIT)
kapbonmm)-2-((2,3°,5’-
TpudropOudeHnI-3-mIT)METHIT)
MHUPPOTUIUH-3-
WJT)METaHCYTb(pOHAMUTT

481,1

395

N-((28,3S)-1-(2-runpoxcu-2-
merunnponanonn)-2-((2,3°,5°-
Tpudropdudennn-3-
WJT)METHIT) TUPPOTUANH-3-
WI)METaHCY IbpOHAMUT

469,1

396

N-((28,3S)-2-((3’ -xnop-2-
bropbudennn-3-mwr)mern)-1-
((1-ruppoxcHuKIO0Y THIT)
KapOOHWI ) TUPPOTUANH-3-
WIT)METaHCY Ib(pOHAMUT

481,1

397

N-((28,35)-2-((3’-x0p-2-
¢dropbudennn-3-mr)merun)-1-
(2-ruppokcu-2-
METHIIIPONIAHOWT ) TUPPOTUIHH-
3-ma)MeTaHCy b OHAMHA

469,2

398

(28,35)-3-((>Tamncyasdh oHmT)
aMuHO)-2-((2-propbudenmn-3-
wn)metun)-N,N-
IUMETWIIAPPOINANH-1-
KapOoKcamMuI

4342

399

(28,38)-3-((>Trncyabdh oHm)
aMUHO)-N, N-numerun-2-
((2,3°,5’-rpudropoudenun-3-
WIT)METHIT)[TUPPOIUANH-1 -
kapOokcamu

4702

400

(28,3S)-2-(6budpenmn-3-
wimetnin)-N,
((MeTuncy b OHIIT)aMUHO)

MUppOTUInH-1-kapOokcamuz

N-gumerui-3-

402,2

401

(28,38)-2-((2,3°-
mhTOpOUPEHIT-3-1IT)METHIT)
-3-((aTrncy bOHUIT)aMHHO)
-N-metokcu-N-
METHUIIIHUPPONUANH-1-
kapOoKcaMuz

468,1

402

N-((28,3S5)-1-u300y Trpii-2-
((2,3°,5’-tpudropOudenm-3-
WJT)METHI)THPPOTHANH-3 -
WI)METaHCY IbQOHAMUL

4552
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Tabuma 1-42

OPUMEP

HA3BAHME 110 HIOIIAK

CrpykTypa

JonoHHTeNbHBIHI

KOMITIOHEHT

MC

403

(2S,3S)-N-merokcu-N-metun-3-
((MeTHICY IbGOHIIT)aMHHO)-2-
((2,3°,5’-tpudropbudenun-3-
VLJT)ME TIIT) THPPOTHTUH- 1 -
KapOokcamMug

4722

404

IN-((2S,3S)-2-((3°,5’-
mudropOudenun-3-mn)mernn)-1-(2-
THAPOKCU-2-METHIIIIPOIIAHONIT)
[IMPPOJIUANH-3-1I1)3TAaHCY JIb( OHAMHUL

465,1

405

IN-((28,38)-2-((3",5’-
nudropbudenui-3-mr)merun)-1-
(oxceraH-2-
MITKapOOH M) THPPONTHANH-3-
V1) TaHCY Tb(OHAMIT

406

(25,35)-2-((3’-¢propbudennn-3-
rn)meTiin)-N-MeToKCH-N-MeTiII-3-
((MeTHICY IbGOHIIT)aMHHO)
nuppoanauH-1-kapOokcaMun

436,2

407

(2S,3S)-2-(6udennn-3-unmernn)-3-
((3runcynbdonm)
amiHO)-N-mMeTokcu-N-
METHIUPPOTHANH- 1 -KapOOKcaMug

4322

408

(2S,3S)-2-((2-¢pTopOudenmn-3-
un)MeTin)-N-mMeTokcu-N-MeTHiI-3-
((MeTHICY Tb(GOHHIT)aMHHO)
mupponuanH-1-kapOokcamMun

436,2

409

(2S,3S)-2-(6udpennn-3-uamernn)-N-
MeTOKCH-N-MeTHI-3-

((MeTHICY Tb(GOHMIT)aMHHO)
mupponuanH-1-kapOokcamMun

418,2

410

IN-((28,3S)-2-((2-¢bTop-3°-
MeTHIOHN () eHII-3-MT)Me TIUT)- 1 -(2-
HPOKCH-2-METHIIIIPOIIAHOWIT)
[HPPOIHIANH-3-

HIT)MeTaHCY TbpOHAMHA

4492

411

IN-((2S,3S)-2-((2,3’ -audrop-5’-
meTunOud enmt-3-un)metun)-1-(2-
CUIPOKCH-2-
METHJIIPONAaHONI ) IMPPOTHINH-3 -
HT)MeTaHCY TbQOHAMUA

4672

412

IN-((28,3S)-2-((3’-¢propbuden-3-
n)metin)-1-(2-metokcu-2-
METHIITIPONAHOMIT)

MUPPOSTUINH-3-

WIT)METaHCY TbMOHAMHN

449,2
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Tabmuma 1-43

OPUMEP| HA3BAHHE 1O HIOIAK Crpyirypa |[[OTOMHHTEABRBIR|

KOMIIOHEHT

IN-((2S,3S)-1-(2-runpoxcu-2-
meTunpornaHonn)-2-((2,2°,3’-
413 |rpudropdudennn-3-mwr)mern) 471,2
MIPPOTUINH-3-

WT)METaHCY JIbpOHAMHIT

IN-((28S,3S)-2-((2,2’-mudropbudexmi-
3-mm)metwn)-1-(2-rugpokcu-2-
METHIIIPONAHOWT ) TUPPOTUANH-3-
WT)METaHCY IbpOHAMU

414 4532

1-®DTop-N-((2S,35)-2-((3’-

bTopOudenun-3-mn)mern)-1-(2-
415 |ruopoxcu-2-MeTHIIPONIAHOM) 451,0
nupposnuaAnH-3-

HT)METaHCY b OHAMYL

1,1-Audrop-N-((28,38)-2-((3°-

bTopOudenun-3-un)mernn)-1-(2-
416 CUPOKCU-2- 468,9
METHIIIPONIA HOWIT ) TP POJIAANH-3 -

HIT)MeTaHCY b OHAMUL

IN-((28S,3S)-2-((2,3’-mudropbudexmi-
3-pm)metun)-1-(2-runpokcu-2-
417  |METHINIPONAHOM) 469,1

MHPPONUIUH-3-1)-1-

(hTopMeTaHCY B OHAMIT

IN-((28,35)-2-((2,3’ - nu¢propbudernn-
3-in)metiun)-1-(2-ruapokcu-2-

418  [METHJIIPOIAHOWIT) 487,0
muppouauH-3-mn)-1,1-

M TOpMeTaHCY b OHAMHL

IN-((28,35)-2-((2,3’ - nu¢propbudennn-
3-i)metiun)-1-(2-runpokcu-2-
419  |[MEeTHIIPOIAHOWIT) 483,2

MUPPOTHINH-3-1)-1-

METOKCUMETaHCY JIbhOHAMH

IN-((2S,3S)-1-(2-runpoxcu-2-
MeTunponanoni)-2-((2,3°,5’-
420  |rpudropOudennn-3-un)meri)
MPPOTUANH-3-1)-1-

4991

METOKCUMETaHCY JIbHOHAMH

IN-((2S,38)-2-((3°,5-
imidropoudenun-3-mn)mermn)-1-(2-
421 CHAPOKCH-2-METHIIIPOIIAHOWIT)
UPPONTUANH-3-11)-1-

469,1

(bTopmeTaHCynbpOHAMIT

IN-((2S,38)-2-((3°,5’-

imudropoudenun-3-mn)mernn)-1-(2-
422 [rHAPOKCH-2-METHIIIPONAHOWI) 487,0
mupponuauH-3-mwi)-1,1-

imrdTopmeTancynbhOHaMuUT
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Tabuma 1-44

MPUMEP

HA3BAHHUE 110 HIOTTAK

CrpykTypa

/{OMOTHUTEIbHBII

KOMIIOHECHT

MC

423

1-®Top-N-((28,3S)-1-(2-rumpokcu-2-
MeTunmponaHownn)-2-((2,3°,5°-
Tpudropbudpennn-3-

V1) ME THUT) TP P OJTHAMH-3 -1JT)
MeTaHCy b OHAMUTT

487,1

424

1,1-dudrop-N-((2S,35)-1-(2-
CUAPOKCU-2-MEeTHUIIPOTIAaHOM )-2-
((2,3°,5 -Tpudropbudenun-3-
VT)ME THIT) TP P OJTH A MH-3 -
HIT)METaHCY JIbhOHAMU

50,1

425

3-m)meTrin)-1-(2-runpokcu-2-
METHIIIIPOIIAHOMIT)
NUPPONHINH-3-UIT)3TaHCY Tb(HOHAMHUL

IN-((2S,35)-2-((2°,3’ -nudropbuderu- .

467,2

426

IN-((28,3S)-2-((3’ -xnopbudenun-3-
vn)merun)-1-(2-runpoxcu-2-
METIITIPOIIAHOMIT)

[P POIUANH-3 -1 )3 TAHCY TbPOHAMIT

465,2

427

IN-((2S,3S)-1-(2-runpokcu-2-
MeTmmponaHomn)-2-((2,2°,5-
TpuTOpOUdEHUN-3-1T)METHIT)
MUPPONUANH-3 -
LUT)MeTaHCY Ib( OHAMET

4712

428

IN-((2S,35)-2-((3’-x10p-2,5’-
imudropdudenun-3-uwr)merun)-1-(2-
CHAPOKCH-2-METIIIIPOIIAHOIIT)
MUppPONUANH-3-

T)MeTaHCY Tb( OHAMITT

484.9

429

IN-((2S,3S)-2-((3’-propOudenun-3-
n)merun)-1-(2-runpokcu-2-
METHIIIPONAHOMT)

[MPPOIUANH-3 -1IT)3TAHCY IbGOHAMUL

447,0

430

IN-((28,3S)-2-((2-¢propbudennn-3-
win)merun)-1-(2-runpokcu-2-

M THIITP OTIA HOVJT ) TP POJTH T H-3 -
VT)3TaHCY TB(OHAMUT

4492

431

IN-((2S,3S)-2-((3’-x0p-2-
(bTopOudenun-3-un)merii)-1-(2-
CHOPOKCH-2-METHIIIPONAHOMIT)
[IMPPOIUANH-3 -1IT)3TaHCY IbpOHAMUL

483,1

432

IN-((2S,38)-2-((2-drop-3’-
MeTunouderm-3-mwn)mermn)-1-(2-
CHAPOKCH-2-METIIIPOIIAHOMI)
[IMPPOIUANH-3 -1 )3 TAHCY IbGOHAMUL

463,2

Tabmuma 1-45

IIPUMEP

HA3BAHMUE 110 HIOITAK

JonoJIHUTeIbHBIH
KOMIIOHEHT

MC

IN-((28,3S)-2-((2-¢propbudennn-3-
I )MeThn)- 1-(2-Tuapokcu-2-
METHITIPONIAHOWIT) TP POIIHAMH-3 -
WT)MeTaHCY IbpOHAMET

4352
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434

IN-((28,3S)-1-(2-rugpokcn-2-
meTmnponasonn)-2-((2,2°5’-
rpudTopObudeHu-3-1mI)MeTHI)
UPPOHAMH-3-1T)3TaHCY b OHAMH

485,2

435

IN-((28,3S)-1-(2-runpokcn-2-
MeTunnponanonn)-2-((2,3°,5’-
rpudropbubeHnI-3-1HI)MeTHII)
[IUPPOTUINH-3-UIT)3TAHCY Tb(pOHAMUL

483,1

436

IN-((28,3S)-1-(2-runpokcn-2-
MeTunponanomnt)-2-((2,2°,3’-
rpubTopOHdeHII-3-HT)METHT)
[MUPPOIHINH-3-HIT)3TaHCy TbOHAMHT

4852

IN-((2S,3S5)-2-((3’-xmop-2,5’-
imuTopOuderit-3-mn)merun)-1-(2-
CHPOKCH-2-METHIIIIPOIIAHOWIT)
[UPPOJIUIUH-3-1I1)3TaHCY Ib(OHAMUL,

499.0

IN-((28,3S)-2-((2,3’-nucTop-5-
MeTHnOn eHun-3-mn)MeTn)-1-(2-
CHAPOKCH-2-
METHIIIPONAaHOMT ) TUPPOIHIANH-3-
1T)9TaHCY Ib(OHAMET

4812

IN-((2S,3S)-1-(2-rugpoxcu-2-
MeTmmponanonn)-2-((2,3°,5’-
TpudTOpOudeHN -3 - HIT)METILT)
[IMPPOJIHAIH-3-1IT)

LU KIIOMPOnaHCy 1bQOHAMIL

495,1

440

n)Metw)- 1-(2-ruapoken-2-
METHIIIIPONIAHOMIT ) THPPOITHIANH-3-
1) IUKJIONPOTIAHCY IbHOHAMUT

IN=((2S,3S)-2-((2-¢ropbudennn-3- )

461,2

Tabnuma 1-46

IIPUMEP

HA3BAHHE IO UIOTAK

Crpykrypa

Jono/iHUTEILHBIH
KOMIIOHEHT

MC

441

IN-{(28S,3S)-1-(okceran-2-kapOoHMT )-
2-[(2,3’,5 -TpudTop
[1,1’-Oudennn]-3-un)merun|
HPPOTUINH-3-

YT} METAHCY JIb(OHAMHUL

469,1
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IN-[(28,3S)-2-[(2-Top[1,1’-6udpernn]-

442 3-mm)meruin]-1-(okceran-2- 4330

KapOOHIIT) TP POIMANH-3-
1T |MeTaHCY b OHAMIUL

IN-{(2S,3S)-1-(azeTunun- 1 -xapOonun)-

a3 2-[(3-6ensundennn) 4423
METIII | TUPPONUIUH-3-

T} 5TAHCY Tb( OHAMHUT

IN-{nc-1-(aserugun-1-kapOonw)-2-
[(muGenso[b, d]pypan-2-mw)

METILI | THPPOTHIIH-3-

11} METaHCY JIb(OHAMUL

444 4283

IN-{1uc-1-(azernnun-1-xapOoHmn)-2-
[(3-benokcudenm)

445
METHI | TUPPONUIUH-3-

4442

YT} 9 TaHCY b OHAMU

IN-{c-1-(uuknobytankapbormn)-2-

446 [(3-benokcudenmm)meTI] 4432

[+}
<8
N
[UPPOIIAANH-3 -11J1 } 3TAHCY Ib(HOHAMHUL o\ﬁ
=y

IN-[1uic-1-(asetunus- 1"kapOoHmn)-2-
{[3-(npoman-2-un)-1-6ensodypan-5-
HJT]METHI } THPPOITHHH-3-

1| MeTaHCy Ib)OHAMUL

447 420,2

IN-{ ruc- 1 -(aserunnn-1-kapOoHMI)-2- @n

4-
443 [(4-benoxcndennm)merri] mgg E,- 4302

UPPOJIUIUH-3-
111} METAHCY b OHAMI Thod

1,1,1-Tpudrop-N-{(25,3S)-1-(2-
HAPOKCH-2-METHIIPOIIAHOMI )-2-
449 |[(2,3’,5 -Tpudrop[1,1’-Ondenun]-3-
VLT)METHI | TUPPOIUANH-3-

T} METAHCY Tb(OHAMU

IN-[(2S,3S)-2-[(2,3’-nudTop
[1,1’-6udpenwn]-3-mwn)mermn]-1-(2-

450  [rEOpPOKCH-2-METHUIIPOTIAHOWT) 4972

nUpPONUInH-3-un)-1-
(dropuukonponan-1-cynsdonamig
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Tabmuma 1-47

MMPUMEP

HA3BAHHME 11O HIOTAK

CtpykTypa

JlonoTHUTENBHBIH

KOMITIOHEHT

MC

451

(2S,3S)-N-atun-2-[(3’-bTop
[1,1°-6udenun]-3-nm)mernn]-3-
[(MeTaHCY TG OHMIT)aMHHO|
MUppoInanH-1-kapGokcaMun

420,1

452

IN-[(2S,3S)-2-[(2,3’-oudpTop
[1,1°-6udenun]-3-nm)mernn]-1-(2- £
PUIPOKCH-2-METUIIIPOTIAHOT)
mupponuaus-3-unl-1-dgroparan-1-
cynbpoHaMuI

485,2

453

Junamun  N’-{(2S,3S)-1-(azeruaun-1-
kapOoHmN)-2-[(3-0pom-2-
(bropbenT)MeTHn]

mpponuauH-3-m §-N,N-
UMETHIICEPHOI KHCIOTBI

454

IN-[(2S,3S)-2-[(3’,5’-nudop[1,1°-
oudenmn]-3-un)mernn]-1-(1-meTui-
1H-nupason-3-

KapOOHIIT) THPPOTUANH-3-

W1 |3TaHCy IbOHAMU

4892

455

IN-[(2S,3S)-2-[(3”,5’-audTop
[1,1°-6udenun]-3-nn)mernn]-1-
(bypaH-2-kapOOHMT) TUPPOITHUAUH-3-
Wi |sTaHcyabhoHAMU

475,2

456

IN-{(28,3S)-1-(a3eTunun-1-xapOoHT)
2-[(2-¢prop[1,1’-6udernn]-3-
VLJT)ME TIJT | TAPPOJTHATAH-3 1T }
PTaHCyTIb(POHAMUN

446,0

457

IN-{(28,3S)-1-(3-runpokcu-2,2-
mumMetmnponasom)-2-[(2,3°,5-
rpudrop[1,1’-Oudenun]-3-ux)merun]
MUPPOIUANH-3-

1| MeTaHCy b oHaMuz

484.9

458

IN-[(28,3S)-2-[(3’,5’-rudTop[1,1°-
Ooudenmn]-3-um)mernn]-1-(1H-
MMU23001-2 - TP POTHANH-3-
W1 |3TaHCy Tb(OHAMUT

4472

459

IN-{(28,35)-1-(asernnun-1-xapGonnn)-
2-[(3’-¢Top[1,1’-Ondennn]-3-
WT)METIIT | TUPPONTUAUH-3 -1 ]-1-
(bropmeraHcybhOHAMILT

450,2

460

IN-((285,3S)-1-(aserunun-1-kapoonun)-
2-[([1,1’-6udennn]-3-

VLJT) METHIT | THPP O AMH-3-1)-1-
(bTopmeTaHCYIBGOHAMUT

4322
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Tabiuma 1-48

IMPUMEP

HA3BAHUE IO UIOIMAK

CTpykTypa

KOMIIOHEHT

JlonoHUTEILHBIH

MC

461

IN-[(2S,38)-2-[(3°,5 -nudrop
[1,1’-6udenun]-3-un)mermn]-1-(1-
MeTui- 1H-umunason-2-

VUJT) THPPONTHTIH-3 -

W1 |3TaHCY TbGOHAMIT

461,2

462

2-[(3’-¢prop[1,1’-Oudenun]-3-
WJT)ME THII | THPPONUIUH-3 -1 |
LIMKJIONPOMNAHCY Tb(OHAMUT

N-((28,3S)-1-(aseTunnn-1-kapOouun)-|

458,2

463

IN-((2S,3S)-1-(azeTunun- 1-kapOoHwmwN)-
2-[([1,1-Oudennn]-3-

PLUT)ME T | TUPPOJIAANH-3 - 1T }
LIMKJIOTIPONIAHCY b OHAMUL

440,2

464

IN-((2S,38)-1-[1-
(rUAPOKCHMETHIT)LIUKJIONPOnaH-1-
kapOoum]-2-[(2,3°,5’-tpudrop[1,1°-
Sudennn]-3-wr)mMermi|nuppoanaH-
3-111 } METAHCY JIb OHAMHI

483,1

465

IN-((2S,3S)-1-(1H-umunazon-2-un)-2-
[(2,3°,5 -tpudrop[1,1’-Oudennn]-3-
1JT)ME TIUT | THPPOJIHTUH-3 -

YT } 9 TAHCY Ib(OHAMUL

465,2

466

IN-((28S,3S)-1-(a3zerunun-1-kapOoHNN)-
2-[(2-¢rop[1,1’-Oncpernn]-3-

V1) ME THII | THPPONUIUH-3-11)- 1 -
(bropmeraHcypdoHaAMUL

450,2

467

2-[(2,3’-mudrop[1,1’-Oudernn]-3-
V1) METII | TUpPOIuAnH-3-1i]-1-
(bropmeraHcyapdoHaMIL

IN-((2S,3S)-1-(aserunun- 1-kapOoHMI)- .

468,2

468

IN-[(28,3S)-2-[(3",5’-audrop[1,1°-
oudenmn]-3-un)mermi]-1-(1-3tun-1H-
MMH1a30J1-2-1J1) TUPPOSTHIHH-3 -

W1 |3TaHCy Tb(OHAMHA

475.3

469

IN-((2S,3S)-1-[1-
(THAPOKCHMETIIT)IIUKIOOy TaH-1-
kapGonun]-2-[(2,3°,5 -tpudrop[1,1°-
OudeHm]-3-U1)MeTHI | TUPPOTHIHH-
3-1101} MeTaHCY b OHAMUA

4972

470

IN-((28,3S)-1-(6-xnoprupunasun-3-
wn)-2-[(3°,5 -nu¢rop[1,1°-6udpenmn]-
3-1JT)METHT | IUPPOSTMAMH-3-1JT }
PTaHCyIbHOHAMIT

493,1
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Tabuuma 1-49

OPUMEP

HA3BAHHE IO HIOIIAK

Crpykrypa

JonoJiHUTeILHBII
KOMIIOHEHT

MC

471

IN-[(2S,3S)-2-[([1,1’-Oucernn]-3-
) metwn |- 1 -(uukinoby ranekapOOHI)
MUPPOTUANH-3 - M |9 TaHCY Ib(GOHAMUT

273

472

IN-[(2S,35)-2-[(3°,5’-audTop[1,1°-
Ooudenmn]-3-mwr)merm]-1-(6-
METHIIITHPU/IA3HH-3 - 1) THP POTTUANH-
3-m]aTancy abhoHaMun

473

IN-[(2S,3S)-2-[(3°,5’-nudTop
[1,1’-6udennn]-3-ummermn]-1-
(nupunasvH-3-u)TUPPOTUAUH-3-
1| 3TaHCy IbhOHAMUL

459,1

474

(2S,35)-3-[(sTancyabdhoHmI)
amuu0]-2-[(3’-brop[1,1’-6ubenmn]-3-
vm)meTin |-N-meTokcn-N-
METHINHPPOIUANH- 1 -kKapOoKcaMuz

450,2

475

(2S,35)-3-
[(mameTnncynphamomt)amMuno]-2-[(2-
¢drop[1,1’-6udennn]-3-mn)merun]-N,
IN-TUMeTHIINPPOIUANH-1-

KapOOKcaMu

4492

476

(2S,35)-3-
[(mumeTnncynb(haMont)aMuHO|
-N, N-numernn-2-[(2,3°,5°-
rpudrop[1,1’-6udennn]-3-

1) METIIT | TUPPONUANH-1-
KapOOKcaMuLI

485,2

477

(2S,35)-2-[(3°,5’-nudrop
[1,1’-6udenmn]-3-nm)mernn]-3-
[(aTancynpdonmN)aMIHO]-N-MeTOKCHA
IN-MeTHIMppoIHANH-1 -KapOokcamuy

468,1

478

IN-[(28,3S)-2-[(3°,5’-nudrop
[1,1’-6udennn]-3-ummerun]-1-(1,2-
OKCa30JIMAHH-2-KapOOHMIT)
[UPPONTUIIH-3 -1 ]
bTaHcyIbHoHAMHUT

480,2

479

1-®@top-N-[(28,3S)-2-[(2-PTop
[1,1’-O6udennn]-3-un)merun]-1-(2-
CHIPOKCH-2-METHIITTPOTIAHOT)

TP POTUINH-3 -1 JUMKJIONpomnaH- 1 -
Cy b OHAME T

4792

480

1-®Prop-N-{(2S,3S)-1-(2-ruapokcu-2-
MeTianponasounn)-2-[(2,3’,5’-
rpudrop[1,1’-Oudenm]-3-un)merun)
MPPOTMANH-3 -1 } IKJIONponaH- 1-

cynb(poHamMun

515,1
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Tabiuma 1-50

JonoHUTe IbHBIH

NPUMEP| HA3BAHHE I1O HIONAK Crpyxrypa MC

KOMIIOHEHT

IN-[(28,3S)-2-[(3",5’-mnudTop[1,1°-
Ondennn]-3-un)mernn]-1- . O O o
481 (TpUMeTHITHAPa3HHKAPOOHHIT )TN S 481,2
PpOIMANH-3-
W |3 TaHCy IbhOHAMUTT 4
IN-((2S,35)-2-((2,3’-
mudropOudeHmn-3-un)mernn)-1-
482  |(2-runmpoxcu-2-

467,1
METHIIIPOIIAHOWI ) TUPPOITHIH-3 -
1T)3TaHCY IB(OHAMU
IN-((2S5,3S)-1-(2-runpokcu-2-
MeTunponanonn)-2-((2,3°,5’-
483  (rpudTopdudeHun-3-1un)MeTHI)

469,1
MUPPOTUINH-3-

1T)MeTaHCY TbhOHAMUT
IN-((28,3S)-1-(2-runpoxcu-2-
meTunnponasomn)-2-((2,3°,5°-
484  rpudropbudenmn-3-
1JT)METIIT) THP PO UH- 3 -

4852

I1)3TaHCY Ib(OHAMUT
IN-((28,3S)-1-(aseTunus-1-
unkapoonmn)-2-((2,3’-

485  |mudpropbudenmn-3-

F1JT) ME THT) THPPOITHAUH-3 -

450,1

1)MeTaHCy b oHAMHL
(25,35)-2-((2,3’-nuropbudenmn-
3-rm)MeTHIT)-3-

486  |((3runcynedonun)amuHo)-N,N-
MM THIITIAPPOTHANH- 1 -

452,1

KapOOKcamu I
(2S,3S)-3-((3Tuncyabdh o)
amuH0)-N, N-pumermin-2-((2,3°,5’
487  rpudropbudennn-3-
V1JT)METIIT) THP PO UH- 1 -

470,2

KapOoKcamMu
IN-((28,35)-2-((2,3’-
nudropbudernn-3-un)merun)-1- oA ¢
488  |(2-runpoxcn-2- m?é-f 467,2
METIIIIIPONIAHOU ) ITUP POSIUANH-3 - )\EN
WT)3TaHCY TbGOHAMUT

OkcnepuMeHTaNbHBINA npumep 1. Tlomydenue KieTok, cTabMIBLHO IKCIPECCHPYIOMINX YeIOBEYEeCKuil pe-
nentop opekcuna 2 tuma (hOX2R).

JIyist mosTydeHHs KJIETOYHOTO KJIOHA, CTA0MIBHO IKCIIPECCHPYIOIIETO YEIOBEYECKUIT PEIenTop OpeKCHHa 2
tuna, kIHK denoBedeckoro pernenTtopa opexcuHa 2 THIIa BCTPaMBAIOT B IIa3MUAHBIN BekTOop pcDNA3.1(+)
(Invitrogen) u kioHupyroT rasMunHyto JIHK st sxcnpeccuu 4enoBedeckoro perenTtopa OpeKCHHa 2 Tuma
(pcDNA3.1)(+)/hOX2R). ITnazmuanyio JJTHK BBomsar B kinetky CHO-dhfr MmeTomom amekrponiopanui, a KJIeTKH-
KJIOHBI, 9KCIPECCHPYIOIINE UYEIOBEUECKUI PElENTOp OpeKCHHAa 2 THUIA, IOJIy4aroT METOAOM OTPaHHYCHHOTO
pasBelleHus C HCIIOJIb30BAHUEM YCTOWYMBOCTH K JiekapcTBY G418 B kadecTBe Mapkepa oTOopa.

DKCTIepUMEHTATBHBIHN TpuMep 2. MI3MepeHne akTHBHOCTH arOHHCTA PelenTopa OpeKCHHa 2 THTA.

Knerku CHO, mpuHYIUTETHHO dKCIpECcCUpYoIre denoBedeckuii perentop OX2, BBICEBAIOT B KAKIYIO
TyHKY 384-IyHOUHOTO dYepHOro IuiaHmiera ¢ mpo3padnbiM aHOM (BD Falcon) mpu mmotHoctn 7500 kiie-
TOK/JyHKa M KyJbTHBUPYIOT B TEYEHUE OAHOTO AHS B HHKyOaTope ¢ 5% CO, npu 37°C. Ilocne ynaneHus cpept
B KJICTOYHBIH TUIaHIIET N00aBisaoT Oydep A, comepskamuii naankarop 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 mxi/mi Fluo-4 AM (DOJINDO Chemical), 0,08% Pluronic F127 (DOJINDO Chemical), 1,25 MM
npo6erermaa (DOJINDO Chemical)), B konmnuectBe 30 Mxi/mynka. [Inanmer BeiepxuBatoT B Tedyenne 30 MuH
B nHKyOarope ¢ 5% CO, npu 37°C 1 IONOIHNUTEIHHO BBIJCP)KUBAIOT P KOMHATHON TEMIIEpaType B TCUCHHUE
30 mun. Tectupyemoe coenmHeHme, pazbaBieHHoe Oydepom mrs anammsa B (HBSS, 20 MM HEPES, 0,1%
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BSA), no6asnstor B konudectBe 10 Mki/myHKa u m3mepsoT diyopecuennuto ¢ nmomomsio FDSSUCELL (Ha-
mamatsu Photonics K.K.) kaxxayto cekyHny B TeueHre 1 MUH 1 3aTeM Ka</ble JIBE CEKyHbI B TeueHue 1 mun 40
c. AxtuBHOCTH (%) TECTHPYEMOro COEIMHEHHS PACCUHMTBHIBAIOT, MCXOAS M3 IPEAINOJIOKEHUS, YTO M3MECHEHHUE
3HaveHus ¢uryopecueHnnu npu nobdasnennu [IMCO BMecTo TecTupyeMoro coenuHeHus cocrasisieT 0%, a u3-
MEHeHUe 3HaueHus ¢uryopecteHIuu npu nodasiennu opekcuna A (demoek) (PEPTIDE INSTITUTE, INC.) B
KoHeuHOH KoHmeHTpauuu 10 HM paBHO 100%. AKTHBHOCTH CO€IMHEHHUI B KOHICHTpanuu 3 MKM mpezcraBie-
HBI B Tabn. 2. Kak BUIHO W3 pe3yibTaToOB, COCIUHEHUE TI0 HACTOSIIEMY M300pETCHHIO 00IalaeT aroHUCTHYe-
CKOM aKTUBHOCTBIO B OTHOIIICHHH YEJIOBEUECKOTO PEIeNTOpa OPEKCHHA 2 THIIA.

Tabnmma 2-1
TIpumep Ne AktuBHocTb 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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Tabnuma 2-2
TIpumep Ne AxrtuBHOCTb aronucra 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
Tabmuma 2-3
AxTHBHOCTB aronucra OX2R
IIpumep Ne o/
(3 MM, %)
323 109
324 103
328 104
333 101
338 103
339 102
340 103
341 98
342 109
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107

343

344 99

345 93

346 107

347 87

348 109

349 99

350 99

351 106

352 102

Tabnmma 2-4
TIpumep Ne AxtusHocTb aronucta OX2R (3 MkM,%)

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

Tabnmma 2-5
TIpumep Ne AxrusHocTb aronucra OX2R (3 MxM, %)

362 103

372 98

377 103
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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

OkcnepuMeHTaNbHbIH mpumep 3. OneHka cTabMIBHOCTH MUKPOCOM YeJIOBEKa.

Muxkpocomsbl nedeHn desnoBeka moaydator ot Xenotech, LLC (Lenexa, KS). Muky6anuonnas cMmech co-
ctouT u3 MukpocoM B 50 mmons/n KH,PO, - Ko.HPO, docdaraom 6ydepe (pH 7,4) 1 1 MKMOIIB/T TECTHPYEMOTO
coenuHenus. Konuentpanus mukpocomansHoro 6enka cocrasisier 0,2 mr/mir. NADPH-renepupyromyto cucre-
My (5 mmoms/m MgCl,, 5 MMoune/n Tiroko30-6-¢pocara, 0,5 mmons/n B-NADP+ u 1,5 ex./mi raroko030-6-
(docdaraerunporenaspbl) 10OABIAIOT K HHKYOAITMOHHONW CMECH C MOJIOBUHOW 00BeMa PEaKIIMOHHON CMecH s
MHHAIMHMPOBaHUs (pepMEHTAaTUBHON peakiuu. Peakuuio octaHaBnuBaroT yepe3 15 n 30 MUH mocie Hayana peak-
MU, CMEIIMBAs PEaKIMOHHYIO CMECh C alleTOHUTPWIIOM C TocienyromumM IeHTpudyrupoBanuneMm npu 2500
06/muH. B Teuenne 10 muH. CynepraranT noasepraroT KX/MC/MC ananu3y. CKopocTh MeTabOIM3Ma pacCuu-
THIBAIOT KaK yroJI HakKJOH Trpaduka "KOHICHTpanusa-BpeMs'"'. BHyTpeHHUI MeTa0OJMYeCKHi KIMPEeHC in Vitro
PaCCUUTHIBAIOT ITyTEM JCTICHUS HaYaJbHON CKOPOCTH MeTaboim3Ma Ha KOHIICHTPAILINIO TECTHPYEMOTO COeINHE-
HUS B MHKYOAIIMOHHOW cMecH. Pe3ynbTaTsl pecTaBieHsl B Ta0m. 3.

Tabmuma 3
Coenunenne Knupenc (Mkyi/mus./Mr)
TTpumep 450 78
Tlpumep 482 26
Ilpumep 483 6
TTpumep 484 23

[TpencTaBneHHbIC PE3YNbTATHI TOKA3BIBAIOT, YTO BHYTPEHHUH META0OIMIECKNH KIIMPEHC TECTHPYEMBIX CO-
€IMHECHUH 10 HACTOSIIIEMY H300PETEHHIO SBJISICTCA HU3KKUM. T.€. ITOKa3aHo, YTO yKa3aHHbBIE COEAMHEHUs o0Ja-
JIaf0T XOpOIIeil MeTaboIN4ecKol cTaOMIbHOCTEIO.

OKkcnepuMeHTaNbHBIN puMep 4. Onenka 3¢ ¢GeKToB ycrieHus: 00pCTBOBAHUS Y IBAHCKUX MaKak.

D dexTsl ynuneHns: 60ApCTBOBaHUS y SBAaHCKUX MaKaK OLEHHBAIOT C ITOMOIIBIO 3JIEKTpOdHIEedaIorpam-
Mbl (O01), anexrpomuorpammsl (OMI) u anexrpookyiorpamMmsl (J0OT). Ilox anectesueit m3odurypanom (1-5%,
Pfizer Japan Inc., Tokuo, SInonust) camiam siBanckux Makak (3-5 snet, Hamri Co., Ltd., Ibaraki, Japan) xupypru-
YecKH UMIUIaHTHUPYIOT paguoreneMerpuueckue nepepatauku (TL10M3-D70-EEE, Data Sciences International
Inc., MN, USA). D30I'-0TBeieHNs CTEPEOTAKCHUECKH PACIIOJIOTA0T B TEMEHHOM 00JIaCTH M NMPUKPETUIAIOT K dUe-
peny ¢ MOMOIILI0 BUHTOB M3 HEPKABEIOIICH CTaJIM, KOHTAKTHPYIOIIUX C TBEPAOH MO3TOBO# 060mouKoi. OmHO-
croporHue otBesieHns DOI pacnonararoT Ha BepXHEM OpOUTAIBHOM Kpae OJHOTO IJ1a3a M 3aKPEIUIIOT BUHTAMH
U3 HepxKaBerolel cranmu. J[BycropoHHne oTBefieHHS OMI' MMIUIAaHTHPYIOT B IEPBUKAIBHBIC MBIMIILI CIIUHBI.
ITocne omeparuu kaxaoit 06e3bsiHe naroT nenunuumH (100000 ex./oco6s, i.m., Meiji Seika Pharma Co., Ltd.,
Tokyo, Japan), 6ynpenopdun (0,02 mr/xr, i.m., Otsuka Pharmaceutical Co., Ltd., Tokyo, Japan) u npennusonon
(1 mr/kr, s.c, Kyoritsu Seiyaku Co., Ltd., Tokyo, Japan) exxenneBHo B TeueHne onHoit Henenu. [lo ucreuennto,
10 MEHBIIEH Mepe, MECSIYHOTO TIepHoJia BOCCTAHOBIICHHS B JIOMAIIHUX KJI€TKaX 00€3bsH MPHYYaloT K KIETKE, B
KOTOPOU MPOBOAMTCS 3aIUCh ToKka3aHuil (akpuiosas kieTka 60W x55Dx75H (cm)), pactionoKeHHOW B U30JIH-
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POBaHHOM OT 3BYKOB U JICKTPOU30JIUPOBaHHOM KoMHaTe. [locie moaTBep kKacHUS, YTO 00€3bsIHBI CIIAIH B TeUe-
HHUE JOCTaTOYHOTO MEPHOJa BPEMECHU B SKCIICPUMCHTAIBHON KOMHATE, PETUCTPUPYIOT KOPTHKAIBHBIC CHTHAJIBI
90T, OMI" u O0I" ¢ ucnonp3oBanueM mporpaMmHoro obecmneuenus: Dataquest ART (Data Sciences Interna-
tional Inc., MN, USA). Curaansl IoJyaBTOMaTHYECKH OIIEHUBAIOT B 20-CeKYHIHBIC TIEPHUOJIBI C TIOMOIIBIO CUC-
TeMbl onteHkH cHa (SleepSign, Kissei Comtec Co., Ltd., Nagano, Japan). Yka3zaHHy[0 peIBapUTEIbHYIO OIICHKY
BH3YaJbHO TPOBEPSIIOT U KOPPEKTUPYIOT MpH HeoOXxoauMocTH. Tectupyemoe coeauaenne (10 mr/kr, Tadm.4-1),
cycnieaaupoBanaoe B 0,5% BOIHOM pacTBOpe METHIIIECIUTIONO3EI, Win pa3zdasurens (T.e. 0,5% BomHBIN pacTBOp
METHIIIIEIUTIONIO3b]) BBOAT NIEpOpAIILHO (P.0.) 00e3bssHaM B 3amanHoe BpeMs 12 (ZT12) B o0bemMe 5 MiI/KT Macchl
Tena B mepekpecTHoM auzaiine. 3amuchk 300, OMI' u OOTI" nmpoBoasAT B TeueHHE 4 4 MocIe BBEACHUS COEIUHE-
HU1/00paboTku. Bpewmsi, mpoBesicHHOE B OOIPCTBOBAaHUM B TeucHUE 4 4 mociie BBeaeHUS (% OT 3HAYCHUS NpU
BBCJICHUW HOCHTEJS), PACCUUTHIBAIOT ¢ Hcmonb3oBanueM SleepSign. Tectupyemoe coemunenue (1 Mr/kr, Tao.
4-2), pacCTBOpPEHHOE B CMEIIAHHOM pacTBope, comepxkameM 5% JIMCO, 5% kpemodopa EL, 20% 127400 u
70% soluplus (1 mac./06.%), wiu HOCUTENb (T.€. CMEIIaHHBIA pacTBOp, copepxkammuid 5% JMCO, 5% kpemodo-
pa EL, 20% PEG400 u 70% soluplus (1 mac./06.%)), BBOIAT MMOAKOXKHO (s.c.) ooe3bsiHaM B ZT12 B o6beme 0,5
MJI/KT Macchl Tena B mpe-nocT-nu3aiiae. 3ammuck D00, OMIT u D30I npoBoasaT B TeueHHE 4 4 MOCIe BBEICHUS
coenmHeHU. Bpems, npoBeneHHOE B 0OIPCTBOBaHMH B TeueHHE 4 4 mocie BBeaeHHs (% oT 00paboTKH HOCHTE-
JIEM), PaCCUMTBIBAIOT C UCTOJIb30BaHKeM SleepSign. Pe3ynbraThl mpencraBieHs! B Ta0I. 4.

Tabnuna 4-1
Tectupyemoe coennHeHne Bpewms Goapcraosanus (Yo T 3HaueHus npu oOpaboTke

(10 mr/xr, p.o.) pasbaBuTesiemM) (cpeniHee 3HaUeHHe, n=4-8)

Ilpumep 482 280,82

IIpumep 483 359,35

TTpumep 484 492,32

Tabnuma 4-2
Bpems GoxperBoBanust (% OT 3HaYeHHs MPH 00paboTke
Tectupyemoe coennHeHne
(1 wrfxr, s.0.) pasbasurenem)
(cpennee 3Hauenue, n=1-2)

TIpumep 362 270,87
IIpumep 364 375,40
Hpumep 372 327,78
IIpumep 377 343,49
TIpumep 407 391,30
TTpumep 450 242,72

ITpumep 456 445,67
TIpumep 474 329,00

Tpumep 475 410,04

TIpumep 476 392,22

ITpumep 477 382,61

ITpumep 485 449,21

TIpumep 486 328,47
IIpumep 487 354,86

Pe3ynbTaThl MOKa3bIBAIOT, YTO y SBAHCKHX MaKaK TECTHPYEMbIC COCAMHEHUS IO M300PETCHUIO YBEJINYH-
BAIOT BpeMs OOJIPCTBOBAHMS IO CPAHEHMIO C TPYMIION, NMOJyYaBIIeH HOCHTENb. T.e. pe3ynbTaThl MOKa3bIBAIOT,
YTO COEMHEHUS SIBIIFOTCS 3 PEKTUBHBIMHE IS JICYCHUS] HAPKOJICTICHH.

ITpumep mpenapata 1 (moaydeHue Kamcyn).

1) Coennnenne npumepa 1-30 mr;

2) KpuCTaIM4YecKas neyurono3a - 10 mr;

3) nakro3a - 19 wmr;

4) creapar marHus - 1 mr,

uToro - 60 mr.

KowmmonenTsr 1), 2), 3) 1 4) cMEIMMBAIOT U 3aMOTHSIOT MOTYYEHHONH CMECHIO )KEITaTHHOBYIO KAICyITy.

[Tpumep mpemapata 2 (MoTydeHHE TAOJIESTKH).

1) Coenunenne nmpumepa 1-30 T;

2) nakrto3a - 50 T;

3) KyKypy3HBIi kpaxmai - 15 r;

4) kapOOKCHMETHIIICIUTIONIO3a KabIHs - 44 T;

5) creapar maraus - 1 T,

1000 TabneTox - Bcero 140 r.

O6mee konmuecTBo KOoMIIOHEHTOB 1), 2), 3) n 30 r 4) cMemMBaIOT ¢ BOJIOH, CyIIaT B BaKyyMe U NPOCEH-
BatoT. [IpocessHHBIIH oporIok cMemuBaioT ¢ 14 1 4) u 1 r 5) U cMech nephopupyroT Ha TabJICTOYHON MaIIMHE.
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Takum criocodom momy4arot 1000 TabeTok, cogaepxkanux 30 Mr coemuHeHUs mpuMepa 1 Ha TabIeTky.
IIpoMbILIeHHASI TIPHMEHAMOCTH
CoenuHeHHe 10 U300peTeHUI0 00J1a/1aeT aKTUBHOCTHIO arOHUCTA B OTHOIIICHUH PEIENTOpa OpeKCHHa 2 TH-
11a ¥ MOXET MPUMEHSTHCS B KA4eCTBE CPEICTBA TS IPOPIIAKTHKH HIH JCUCHUS HAPKOJICTICHH.
Hacrosimast 3asiBka ocHOBaHa Ha 3asBKax Ha mateHT Snmonmn Ne 2017150685, momanHoit 3 aBrycra 2017
rona, u Ne 2017248495, nogannoit 25 mexadpst 2017 rona, comepxaHue KOTOPHIX BKIIOYEHO B HACTOSIIUH 10-
KYMEHT BO BCEl MIOJTHOTE.

DOOPMYVYIJIA N30BPETEHMA

1. CoennHenue, npencraBieHHoe GopMyon

O, o]
ORN
\N/ \R’
R4
N

RS

rae R' mpencrasnser co6oii:

(1) C,¢ ankmipHYyIO rpymITy, Heo0s3aTeNbEHO 3aMENIeHHYIO 1-3 3aMecTUTENIMHU, BEIOPAaHHBIMU H3:

(a) aToma raiorena,

(b) Cy_¢ aTKOKCUTPYTITIBI,

(2) C;_6 IMKIIOQNKIIIBHYIO TPYTIITY, HEOOSI3aTEILHO 3aMeIICHAYIO 1-3 aToMaMu rajoreHa, uiu

(3) moHO- nimu 1-C|_¢ aMKUIAMUHOTPYTIITY;

R? MIPECTaBIsAET COO0H aTOM BOIOPOA;

R’ npencrasisier coboii:

(1) C,.¢ ankOKCHKapOOHWIBHYIO IPYIIILY,

(2) C.¢ aTKMIKapOOHIIBHYIO TPYIITY, HEOOSI3aTEIBHO 3aMEIICHHYIO 1-3 THAPOKCHIBHBEIMY IPYIIIIAMH,

(3) moHO- nin u-Cy_¢ anKuIKapOaMOMIBHYIO IPYIILY,

(4) N-C,_¢ anknin-N-C|_¢ aJIKOKCHKapOaMOMJIbHYIO TPYIILY,

(5) Cs.¢ nukoanKIIIKapOOHMIBHYIO rpymty (Tae Cs;¢ THKIoanKmI B C;_¢ IUKIOATKIIKAPOOHUIBHON TPyYII-
1€ MOXET IIPEJCTaBISATh COOOH KONBIEBYI0 MOCTHKOBYIO TPYIINY), HE0Os3aTeNbHO 3aMelleHHyto 1-3 3aMecTu-
TEJISIMHU, BRIOPAHHBIMHU U3:

(a) aToma raiorena,

(b) C,_¢ amkubHOM TPYNIHBI, HEO0A3aTENBHO 3aMeleHHON 1-3 aToMamu rajorexa,

(C) THIPOKCHITBHOM TPYIIIIBI,

(d) Cy_¢ amTKOKCUTPYITIBI,

(e) umaHoTpyMIIHI,

(6) oxceTaHKapOOHHUIIBHYIO IPYIIILY,

(7) azeTAMHMIKAPOOHWIBHYIO TPYIITY, HEOOS3aTEILHO 3aMEIICHHYIO 1-3 3aMecTUTENsIMHU, BHIOPaHHBIMH U3:

(a) aToma ranoreHa, u

(b) C,_¢ aIKMILHOM TPYTIIBI, WA

(8) 5-azacmupo[2.3 |rekcriaKapOOHMIEHYIO TPYIIITY;

Ka)KIbIH U3 R*uR’ MIPeCTaBIsAET COO0H aTOM BOIOPOA;

KOJIBIIO A TIpeaCcTaBIsieT co0oii:

(1) TUppOTUANHOBOE KOJIBIIO0, WITH

(2) mumepuAMHOBOE KOJIBIIO; 1

KOJbII0 B mpencraBnseT coOoii:

(1) GeH30bHOE KOJBIIO0, TOTIOJHUTEILHO 3aMEIIEHHOE OHOW (DEHWIBHON TPYIION, He00A3aTeIbHO 3aMe-
HICHHOW 1-3 3aMeCTHTENSIMU, BEIOPAaHHBIMH U3:

(1) aroma rayoreHa,

(i) C|.¢ aIKUIBHON TPYMIIEI M HEOOS3aTEILHO TOTIOTHUTEIBHO 3aMEIIEHHOE OJIHUM aTOMOM TaJloreHa,

(2) MUpUIMHOBOE KOJIBIIO, JOMOJHUTEIHEHO 3aMEIIeHHOe OJHOM (DEeHHIIBHOM TPYNIIOH, HeoOs3aTeIbHO 3a-
MelleHHoe 1-3 aTomamu rajoresa,

(3) TMa30IBEHOE KOJIBIIO, AOMOJHUTEIEHO 3aMEIIEHHOE OJHON (DeHUITHbHON TPYTITOH,

WM ero (papMakoIOTHIECKH MPUEMIIEMYIO COJIb TIpH yeioBuH, 4To N-((2S,3S)-2-((2,3"-mudTopoudennn-3-
WI)MeThN)- 1 -(2-ruApOoKCH-2-METHITIPOTIAHO M ) TUPPOTUANH-3 -HT)3TaHCYIBQOHAMHT U €r0 (HapMaKOJIOTHISCKH
IpreMIIeMasi COJIb UCKITIOYCHEI.

2. CoeMHeHHe MK ero (GapMaKoIOrHYecKH mpreMiIeMast cob 1o 11. 1, rae R' mpecraBmsier coGoii:

(1) Cy_¢ aTKUIBHYIO TPYIIITY,

(2) C;.¢ IMKIOAIKWIBHYIO TPYIITy, HE00sS3aTeIbHO 3aMENICHHYIO 1-3 aToMaMM TaJloreHOB, UITH

(3) moHO- nin 1-Cy_¢ aNKWIaMUHOTPYIIIY;

R? npeJCTaBIsIeT COOO0M aTOM BOJOPO/aA;
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R’ npescrasnser coboit:

(1) C.¢ amKnIKapOOHIIBHYIO TPYIITY, HEOOSI3aTEIBHO 3aMEIICHHYIO 1-3 THAPOKCHIBHBEIMY IPYIIIIAMH,

(2) mono- nmn u-C|_¢ AMKAIKapOAMOMIBHYIO TPYIIITY,

(3) N-C,¢ anxnin-N-C,_g aKOKCHUKapOaMOMIbHYIO TPYIIITY, WIH

(4) azeTuAMHUIKAPOOHWIBHYIO TPYIIILY;

R*u R’ 06a MIPEACTaBISAIOT COOOM aTOMBI BOJIOPOIA;

KOJIBIIO A TIpEJICTABISICT COO0H MUPPOIMINHOBOE KOJIBIIO; U

KOJIbI0 B mpencraBiseT co06oi 6eH30IbHOE KOJIBIIO,

JIOTIOJTHUTENBHO 3aMEIICHHOE OJHON (DeHUIIFHOW TpYIIOH, HeoOs3aTeIbHO 3aMeIeHHON 1-3 aTomMamu ra-
JIOT€HOB M HE00sA3aTEIBHO JONOIHUTENBFHO 3aMEIEHHOE OJTHIM aTOMOM TaJIoTeHa.

3. N-((25,35)-1-(2-I'mppokcu-2-mermimporanoni)-2-((2,3',5'-rpudp Topord e HrI-3 -1 ) METHIT ) TUP P OITH-
JIMH-3-WIT)METaHCYTB(POHAMUI WK €T0 (hapMaKOJIOTHYCCKH pUeMIIeMast COITb.

4. N-((25,35)-1-(2-I'mapokcu-2-metnmmpornanonn)-2-((2,3',5"-pud ropoud eHn-3 -1 )Me T I pposIu-
JTMH-3-WT)3TaHCYTh(OHAMIJT WK er0 (HapMaKOJIOTUICCKU TIpUeMIIeMast COJTb.

5. CoenuneHue, BRIOpaHHOE U3:

(1) N-((25,3S)-1-(azetnann-1-unkapoonmn)-2-((2,3'-mudTopOordeHuI-3 -MIT)METHIT ) TUPPOTUTUH-3 - )Me-
TaHCyTb(hOHAMU/IA,

(2) N-((2S,35)-1-(azermann-1-mkapoonmn)-2-((3',5'-mudproporudeHuIT-3-HMIT) ME THIT ) TUPPOTHINH-3-1IT )3 TaH-
cynb(pOoHAMU/I,

(3)  N-((2S,35)-1-(azetnaun- 1 -mnxap60oumN )-2-(OMh eHMIT-3 -UIME THIT ) TUPPOITUIHH-3 -1 )3 TaHCyTh(HhOHA-
MUJIa,

(4) N-((285,3S)-1-(azernaun-1-nmnkapoonmn)-2-((2,3"-mud ropondeHnt-3-1um)Me TUIT ) TUPPOITHANH-3-HIT)3TaH-
cyns(poHamMHIa,

(5)  (25,35)-2-((2,3"-mudropbudennn-3-mm)meTnin)-3-((3THICYIbHOHIT)aMIHO )-N,N-TUMe THIUPPOIIHU-
JH-1-kapOokcamua,

(6) (2S,35)-2-((2,3"-mupropobudennn-3-mwn)meTmn)-3-((xumeTIIICcyIbpamon)aMuHO )-N,N-THME THITITHP-
ponuanH-1-kapOokcamMua,

(7)  (2S,35)-3-((>tancynshonrmn)amuHo )-N, N-qumeTmi-2-((2,3',5'-rpud Topoud e HuI-3 -1 )MeTHIT ) PP O-
TuanH- 1 -kapOokcamuia,

(8) (2S,3S)-2-(6udennn-3-ummerm)-3-((3TUICYTBGOHNUT)aMUHO )-N-MeTOKCH-N-METHIAPPOITUANH- | -Kap-
OOKcaMHIa,

(9) N-[(25,35)-2-[(2,3"-mudTop[1,1'-Onpenun]-3-mm)meTni]-1-(2-ruApoKCcH-2-MEeTHIIPOTIAHOMII ) TUPPO-
muauH-3-wi1]-1-gropunkionpomnan- 1 -cynsponamuaa,

(10) N-{(2S,3S)-1-(azeruaun-1-kapoonmn)-2-[(2-prop[1,1'-Ondennn]-3-mm)MeTHI |IUPPOIUINH-3 -1 } STaH-
cyns(poHamMHIa,

(11)  (28,3S)-3-[(arancynbdonmn)amuno]-2-[(3'-dTop[ 1,1'-6udennn]-3-mm)meTni]|-N-meTokcu-N-MeTHII-
MUPPOTAIH- | -kapOokcaMua,

(12) (2S,3S)-3-[(mumeTmncynbdamonn)amuto]-2-[(2-dTop[1,1'-6ndennn]-3-na)metnin]-N,N-1uMeTHIIHP-
ponuanH-1-kapOokcamMuaa,

(13) (2S,3S)-3-[(numeTuncynbpamornn)amuno |-N,N-gumetnn-2-[(2,3',5'-tpudrop[ 1,1'-0undennn -3 -mr)me-
THJ | TAPPOTHINH- | -kapOoKkcaMuIa 1

(14) (2S,3S5)-2-[(3",5"-mudTop[ 1,1'-6ncdennn]-3-un)mernn]-3-[(3Tancynbdonmn)aMuHo |-N-MeTokcu-N-Me-
TUIMUPPOIUIUH- 1 -kapOokcamua,

WiH ero (papMaKoJIOrHIeCKH MpUEeMIIeMasi COJb.

6. JlekapcTBEHHOE CPEJICTBO, MPEJCTaBIIsIONIee cOOOH arOHNCT pelenTopa OpeKCHHa 2 TUIIA, CoAepIKallee
COEIMHEHHUE WK ero (papMaKoJIOrHYeCKH MPHEMIIEMYIO COJIb 110 1. 1.

7. JlekapcTBEHHOE CPEICTBO 110 1.6 JUIst MPOGIIAKTHKN HIIH JICYEHHS HAPKOJIETICHH.

8. IlpMeHeHne COeANHEHUS WK ero (papMaKoJOTHYecKH MPHUEMIIEMOH CoiM Mo 1.1 It IpodUIaKTHKH
WY JICYCHUST HAPKOJICTICHH.

9. Cnoco6 akTHBAIMH perenTopa OpeKCHHa 2 THITA Y MIIEKOIIUTAIIET0, KOTOPHIH BKIIOYACT BBEACHHUE MJIe-
KOMUTaromeMy 3QQGeKTUBHOTO KOJMYECTBA COSAMHEHHS WIH eTo (papMaKoIOTHIeCKH MIPHEMIIEMOM COJIM TI0 11. 1.

10. Crioco6 NpoQHIaKTHKN WA JICYCHUST HAPKOJIETICHU Y MIIEKOTIMTAIOIIETO, KOTOPBI BKITIOYACT BBEICHVC
MJIEKOTTATAIONIEMY SPPEKTHBHOTO KOJUYECTBA COSMHEHHS FITH €T0 (hapMaKOJIOTHIECKH TIPUEMIIEMOM COJTH 110 T1. 1.

11. IlpuMmeHeHre COeMMHEHUS WIN ero (HapMaKOJIOTHYECKU MPUEMIIEMOM COJIH IO 1.1 JJIs MTPOW3BOJCTBA
JICKAPCTBCHHOTO CPEIICTBA JUIS POPIIAKTHKY WM JICUCHHUS HAPKOJICTICHH.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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