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O0J1acTh TEXHHKH, K KOTOPOi OTHOCHTCS M300peTeHHe

Hacrosimee m3o0pereHre OTHOCUTCS K OMIMKIMYECKOMY COEIMHEHHIO, OKa3bIBAIOUIEMYy HHTHOMpYIOIee
netictue Ha ametuia-CoA kapOokcwmiasy (MHOT/IAa COKpalleHHO MMeHyeMmyro B Hactosmiem orucanuu ACC),
KOTOpOE MPHUMEHHMO IS MPOGIIAKTHKY WM JICUCHUSI OXKHUPEHHA, TuabdeTa, TUIePTCH3UH, THIIEPINITHICMHUH,
CepIeYHON HEIOCTATOYHOCTH, OCIOKHEHHUH ArabeTa, MeTaboInIecKoTo CHHAPOMa, CApKOIICHHUH, paka U T.I1.

YpoBeHb TeXHUKH

ACC mpencrasiseT coboii pepMeHT, KoTopblii peBparaeT anetuia-CoA B MaToHWIT-COA 1 KaTaau3upyeT
CKOpPOCTB, OTNPEACIISIIONIYI0 PEAKIMI0O B METAa00IM3Me JKUPHBIX KUCIOT. Manoumn-CoA, KOTOpsii oOpa3yercs
npu peaknuu, karanuzupyemoir ACC, HHruOMpyeT OKHCJIEHHE KHUPHBIX KUCIOT B MHUTOXOHJPHSX BCJIEICTBHUE
o0OpaTHOro MHrHOMpOBaHMs KapHUTHH manemuromwn tpaHcdepaspl-1 (CPT-1). CoorBercrBenno, ACC urpaer
KITIOYEBYIO POJIb B PETYJIIMPOBaHUH OallaHCa MEK/Ty MCIOIb30BaHUEM YIJIEBOJIOB M JKHUPHBIX KHUCIIOT B NIEUYCHH H
CKEJICTHBIX MBIIINAX, U, KPOME TOTO, B PETYJIUPOBaHUH BOCIIPUMMYHMBOCTH K MHCYJIMHY TKaHEH NEYEeHH, CKeNeT-
HBIX MBIIII] U )KUPOBOH TKaHHU.

CHmxeHue ypoBHS ManoHmI-CoA, BosHuKaromiee npu uHrubOmpoBanuu ACC, MOXKET CHOCOOCTBOBATH
YCHIICHHIO OKUCIICHHS KUPHBIX KUCIIOT, MOHIKEHHUIO ceKpenny 6oraToro Tpuriunepuaamu (TG) mumonporenna
(VLDL) B meueHu, peryaupoBaHUIO CEKPEIMU WHCYJIMHA B IMODKETYI0YHON Keyne3e U, KpOMe TOTO, TIOBBIIIIe-
HUIO YyBCTBUTENIFHOCTH K HHCYJIMHY TKaHEH ITeYeHH, CKEJICTHBIX MBIIII M )KUPOBOH TKaHH.

Kpome TOrO, mONTOBpEeMEHHOE BBEACHHE COCIMHEHHUS, O0JIQJaloOmIer0 WHTHOMPYIOUMM [eiicTBHEM Ha
ACC, MOXeT pe3Ko YMEHbIUTE coaepkanne TG B MeYeHU U )KUPOBOK TKAHHU M CEJIEKTUBHO YMEHBITUTH KOJIH-
YEeCTBO XXHpa B OpPTaHU3ME, B TECTaX Y TYYHBIX CyOBEKTOB, MOIYYAIONINX MHILY ¢ HU3KUM COJEpKaHUEM JKHPa,
3a CUeT COAEHCTBUS OKUCIICHUIO KUPHBIX KHCIOT U MOJIaBJICHNS] CHHTE3a HOBBIX )KUPHBIX KUCIIOT.

CoO0TBETCTBEHHO, COeAANHEHNE, o0nanatoiee HHrnonpyromuM aelicteueM Ha ACC, 4pe3BbIUaifHO MTOJIE3HO
JUISt TPO(MIIAKTHKY WK JICUCHHUST META00JIMYECKOTO CHHIPOMA, OXHMPEHHs, THIEPTEH3UH, AnabeTa, cepiedHo-
COCYIUCTBIX PACCTPONUCTB, CBA3aHHBIX C ATEPOCKIEPO30M U T.II.

C Apyroi CTOpOHBI, B JIUTEPAType UMEIHCh COOOLICHUS O CIECAYIONINX COCHHCHUAK:
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a Taxke monoOHbIX MM (Analytical Sciences (1994), 10(1), p. 17-23).
CymHocTh n300pereHns

[Ipo6neMbl, KOTOPBIE MPEANOIATATIOCH PEIIUTh HACTOSIIAM H300PETCHHUEM.

Cy1iecTByeT MOTPEOHOCTh B pa3pabOTKE COSAMHEHHWS, OOJAJAroIIer0o WHTHOWPYIONIMM JIeHCTBHEM Ha
ACC, xoTOopoe MPUMEHHMO B Ka4eCTBE CPENICTBA IS MPOMUIAKTHKH WIIH JICUCHUS OKUPEHUS, TradeTa, TUIep-
TEH3WH, THIEPIUITHISMUH, CEPACYHON HEJOCTATOYHOCTH, OCIOKHEHHUIT qrabera, MeTaboIMYecKOro CHHIPOMA,
CapKOIIeHHH, paKa 1 T.II. ¥ 00amaroniero 6oiee BEICOKOH 3()(hEKTHBHOCTHIO.

Cpenctsa ISl pelieHnus YKa3aHHbBIX TPOOIeM.

ABTOPBI HACTOSIIIIETO H300PETEHNUS, BO-TIEPBBIX, OOHAPYKHIIH, U4TO coeauHenne ¢popmysl (1)
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rne R! TIPECTaBISIET COOOH:

1) rpymy dopmyisr -COR?, rae R? o3Hauaer:

(a) C|.¢aMKWIbHYIO TPYIIILY;

(b) C,_sankoKkCcHTpyTITIY;

(¢) amuHOTpYMITY, HEOOA3aTEIFHO MOHO- WITH TU3aMelleHHYI0 Ci_¢aTKWIEHOM TPYIITON(aMu); HITH

(2) m30Kca30d, HEOOS3aTENFHO 3aMEIICHHBIH 1-3 3aMeCTUTENsIMH, BHIODAHHBIMH M3 aTOMa TajloTCHA |
C|.6QIKWIBHOM TPYIIIHI;

R’ osmauaer C|aIKHIBHYIO TpPYIIy, HEOOA3aTENBHO 3aMEIICHHYI0 1-3 aTroMaMu TaloreHa, WM
C;_(IIMKIIOATKWIBHYIO TPYIILY, HEOOS3aTeIbHO 3aMEIIeHHYI0 1-5 aromamu ranoreHa win 1-5 C ;anKuibHBIMA
TpyNIamMu;

R* o3Hauaer atom BOIOpOIA;

X o3naugaet O umu CHy;

UK A TIpeicTaBisieT co00i a3eTUANH, MUPPOHINH, TUTICPUINH, TTHIepa3rH, §-a3aburnkio[3.2.1]okran
WITH TIUKJIOTEKCaH;

nuki P mpencrasiser coboit okcazon, Thasodn, GypaH, mupazon win 1,2,3-Tpuasour;

mukn Q mpezacraBisieT co00# OSH30JI, MUPUANH HITH IUKIIOTeKCa- 1,3-11ueH, KaXKIplid U3 KOTOPHIX HeoOs3a-
TEJNEHO 3aMeINIeH 1-3 aToMaM¥u rajioreHa;

mukibel P 1 Q KOHAGHCHPOBAHBI C 00pa30BaHHEM OWIMKINYCCKON apOMaTHYCCKOW TeTepOIMKINYCCKOM
CUCTEMBI, HEOOS3aTEIBHO 3aMEeIICHHOM 1-3 aToMaMu rajoreHa Ha nukie Q;

R® mpencraBmser co6oii C,.calKWIbHYIO IPYIITy, HEOOA3aTEIBHO 3aMEIICHHYIO 1-3 3aMECTUTEIAMH, BBI-
OpaHHBEIMU U3 aToMa ranoreHa U C; ¢IIMKIOANKITBHON TPYIIIIEI,

WJIM €TO COJIb [/1ajiee 10 TeKCTY HHOTAa UMeHyeMoe coequHeHreM Gopmyasl (I)] oOmagaeT mpeBoCXoaHBIM
uHTHONpYyromuM nefctBueM Ha ACC, 9TO MO3BOJISIET MPUMEHSTh €T0 I MPOQHITAKTHKA HITH JICYCHUS OXKUPE-
HUS, nuabera, TUTIEPTCH3UH, THIICPINIUACMAN, CEPACYHON HETOCTaTOYHOCTH, OCIOXHEHNH Auadera, MeTabo-
JIMYECKOTO CHHIPOMA, CapKOICHWH, paka W T.II, U UMEET MPEeBOCXOTHYI0 3(PPeKTHBHOCTE. OCHOBHIBAsCH HA
STHX ITaHHBIX, aBTOPHI HACTOSIIETO M300pETeHMS MPOBEIH MHTCHCHBHBIC HCCIICIOBAHUS M 3aBEPIIIIIN PaboOTy
HAJT HACTOSIIIIUM U300PCTCHUCM.

COOTBETCTBEHHO, HACTOSIICE N300PETEHUE OTHOCHUTCS K:

[1] coenunenuto popmyst (I);

[2] coenunenuto, npencraBieHHOMY (hopmyioi (1)

rae R! TIpeICTaBIsIET COOOH:

1) rpymy dopmyisr -COR?, rae R? o3Hauaer:

(a) C|.caNKWIbHYIO IPYIILY;

(b) C,_¢ankokcurpymimy;

(¢) amuHOTpYMITY, HEOOA3aTEIFHO MOHO- WK TU3aMelleHHYI0 Ci_¢aTKWIEHOM TPYIITOH(aMu); HITH

(2) m30Kca30d, HEOOS3aTENFHO 3aMEIICHHBIN 1-3 3aMEeCTUTENSIMH, BHIODAHHBIMH M3 aTOMa TajloTCHA |
C|.6QKWIbHOM TPYIIIHI;

R’ osmauaer C|aIKHIBHYIO TpYIIy, HEOOS3aTENBHO 3aMEIICHHYI0 1-3 aTroMaMH TaloreHa, WiIH
C; IIUKIIOATKAIIBHYIO TPYIITY, HE00A3aTeIbHO 3aMelleHHyto 1-5 atomamu ranorena win 1-5 C|sadKkuibHBIMA
TpyNIIaMu;

R’ o3mauaer atom BOIOpOIA;

X o3naugaet O umu CHy;

UK A TIpecTaBisieT co00i a3eTUANH, MUPPOHINH, TUNICPUINH, TTUIepa3rH, 8-a3aburnkio[3.2.1]okran
WIIH IIUKJIOTEKCaH;

K P mpencrasisier co0oit okcasolr, Thasol, pypaH, mupas3odn win 1,2,3-tpuason;

mukn Q mpezacraBisieT co00# OSH30JI, MUPUANH WU IUKIIOTeKCa- 1,3-11ueH, KaXK bl U3 KOTOPHIX HeoOs3a-
TEJNEHO 3aMeNIeH 1-3 aToMaM¥u rajioreHa;
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mukiibl P 1 Q KOHAGHCHPOBAHBI C 00pa30BaHHMEM OWIMKINYCCKON apOMaTHYCCKOU TeTePOIMKIMYCCKOM
CUCTEMBI, HEOOS3aTEBHO 3aMEeIICHHOM 1-3 aToMaMu rajoreHa Ha nukie Q;

R® mpencraBiser coGoii C,.calKWIbHYIO TPYIITy, HEOOS3aTEIBHO 3aMEIICHHYIO 1-3 3aMECTUTEISIMH, BbI-
OpaHHBIME 13 aToMa ranoreHa U C; ¢IUKIOANKITFHON TPYIIIHI,

WJIH €TO COJIH;

[3] COCAMHEHMIO MM COJIH TI0 MpHBeneHHBIM Bbime [1] mm [2], rae R o3nagaer C,¢ankmibHyo rpyry,
Heo0s3aTeNTbHO 3aMeIeHHY0 1-3 aToMaMu rajoreHa;

[4] coemuuenwo WM conu MO MpuBeAeHHBIM Bhime [1], [2] wiu [3], rae mukn A mpenctaBiseT co0oi mu-
TICPUJIHH;

[5] coemunenuIo MM cou Mo mpuBeaeHHBIM BhIe [1]-[3] wnu [4], roe mukn P npeacrasiser co0oi okca-
30J1 WIH THA30T,

[6] coenvHeHMIO UM CONIK MO NMpUBEACHHBIM BbIlie [1]-[4] wiu [5], rae uukisl P u Q KOHAEHCHPOBAHEI €
00pa3oBaHNEM KOHJICHCHPOBAHHOMN IIMKIINYECKON CUCTEMBI, TIPEACTABICHHON (OpPMYyITaMu
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KaKJIBIH U3 KOTOPBIX Heo0sA3aTenbHO HeceT 1-3 aToma rajiorena Ha nukie Q;

[6] N-[(1S)-2-({ 1-[6-(1muKI0TIpOTUIMETOKCH)- | ,3-0€ H30KCa301-2- 1T |TUTIepUANH-4 -1 } OKCH )- 1 -
METWJIITHII |alleTAMU/Ty WK €TI0 COJIN;

[7] N-[(1S)-2-({1-[5-(uuKonponuaMeToKcH)- 1,3-06eH30KCca30-2 -1 | munepuanH-4-ni } okcH)- 1 -
METWJITHII |alleTAMU/Ty WK €TI0 COJIN;

[8] N-[(1S)-3-{1-[6-(uuKIOTIPONIIMETOKCH -1 ,3-0CH30KCA30IT-2 - WIT |TUTTePUITH-4- 1 } - 1 -
METWJIIPOITIII |alleTaMHU Ty WITH €TI0 COJIH;

[9] N-[(1S)-2-({1-[6-(2-muKonponHIdTOKCH)- 1 ,3-0eH30KCa30I1-2 -1 |TUTIepUANH-4-1I1 } OKCH)- 1 -

METHIIITHII |alleTaMUIY HITH €TI0 COJIH;

[10] nexapcTBEHHOMY CPEICTBY, BKIIOYAIOIIEMY COCTUHEHNE WU €r0 COJb 110 NMPHUBEISHHBIM BbITIe [1]-
[8] mmm [9];

[11] mexapcTBEHHOMY CpeACTBY IO MpHUBEACHHOMY BhImIe [10], KoTOpoe sSIBJIIETCS CPEACTBOM ISl MPOQU-
JIAKTHKY WK JICYCHUS OKUPEHH, nrnadera, TUIIEPTEH3UH, THICPIUITHACMUH, CEpACUHON HETOCTaTOYHOCTH, OC-
JIOXHEHUH muabdeTa, MEeTabOIIMYECKOr0 CHHAPOMa, CAapKOTICHUH WJIH PaKa;

[12] criocoOy mpoMITaKTHKY HITH JICYCHUS 0KUPEHUS, THa0eTa, TUIICPTCH3UN, TUIICPIIUITUACMUH, CePIc-
HOW HEIOCTATOYHOCTH, OCIOKHEHUI Tradera, METabOIHYSCKOT0 CHHAPOMA, CApPKOTICHUU WM paka y MIICKOIIH-
TAIOMIUX, KOTOPBIH BKJIFOYACT BBEICHHE MIICKOMUTAOMEMY Y(P(PEKTHBHOTO KOJHYCCTBA COCTUHCHUS WA COJH
1o npuBeAeHHbIM Boiie [1]-[8] nu [9];

[13] npuMeHeHUIO COEAMHEHMS WM COJU MO NpuBeAeHHbIM Bbilie [1]-[8] umu [9] ¢ uenpio momydeHus
cpencTBa ULl IPOQHIAKTHKN WIN JICYSHUS] OKUPEHUs, Anadera, THIEPTEH3UH, THIePINIUIACMAN, CepACTHON
HEIOCTATOYHOCTH, OCJIOKHEHHUH qradeTa, MeTab0IMIeCcKOro CHHAPOMa, CApKOTICHUH WIH PaKa;

[13A] coemuHeHwIO WU COJM TIO TIpUBENeHHBIM BhIme [1]-[8] nnm [9] ansg npumeHeHus B poQUIaAKTHKE
WY JICYCHUN OKUPEHU, TruabeTa, THIIePTEH3NH, THIICPINITHAEMIH, CePICIHON HETOCTaTOYHOCTH, OCIIOKHEHHN
nradera, MeTabOIMIECKOTO CHHIPOMA, CApKOTICHUH WIIN PaKa,;

[14] crtocoOy nomydenus coequnenust popmynsr (I')

R3
o
Cha s
H
o a R 0
\O

I KaXIbIi U3 HCIOJIH30BAHHBIX B (POPMYIIE CHMBOJIOB COOTBETCTBYET JAHHOMY BBIIIE OMPEICICHUIO IS
dhopmyel [1], uau ero coyi, KOTOPBINA BKITIOYAET BBEACHHUE COSIMHEHUS IpUBeNeHHON HIke popmyisl (1T)
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I'JIe KaX]IbIii U3 MCIOJIh30BAHHBIX B ()OPMYIIE CHMBOJIOB COOTBETCTBYET JAHHOMY BBIIIC OMPEICICHHIO IS
(hopmynsl [1], Wik €ro COMHM B PEaKIUIO AIFITUPOBAHNS;

U T.II

DddexT n3zobpeTeHwms.

Coenunenne popmynsl (I) obmagaer narnbupyromum aeiicteuem Ha ACC, 9T0 IpUMEHUMO JIsl TIpodu-
JIAKTHKY WK JICUYCHUS OKUPEHH, nnadera, THIIEPTEH3UH, THICPIUITHACMUH, CEpACYHON HETOCTaTOYHOCTH, OC-
JO)KHEHUH nuabera, MeTa0OIMIECKOTO CHHIPOMA, CAPKOIICHHH, paka M T.I., © UMEET MPEBOCXOTHYI0 3 dek-
TUBHOCTb.

Ionpo6Hoe onncanne u3odpeTeHUs!

Hwke 1o TekcTy moapoOHO omucaH Kax sl u3 cumBoiioB B popmymnax (1), (I1) u (I').

"AToM ranoreHa" B HACTOSIICM OMUCAHWU O3HAYACT, €CJIM HE YKa3aHO MHOE, aTOM (TOpa, aTOM XJIOpa,
aToM OpoMa ITH aToM Hoja.

"C,_¢aNIKWIIbHAS Tpymma" B HACTOSIIEM ONMCAHWU 03HAYACT, €CIIM HE YKa3aHO WHOE, METHUI, 3THII, IIPOIIHII,
W3OOI, OYTHII, W300yTUI, BTOP-OYTHI, TPET-OYTIII, TICHTWI, U30TCHTHII, HEONCHTI, 1-3THIIMPONIII, TeK-
cuII, u30TeKcwI, 1,1-mumeTmnOyTu, 2,2-muMeTHI0yThI, 3,3-TUMeTHIOY T, 2-3THIOYTHI WITH T.11.

"C|.¢aTIKOKCUTpYTIA" B HACTOSIIEM OIMCAaHUHM O3HAYAET, €CJIM HE YKa3aHO MHOE, METOKCH, dTOKCH, TIPO-
MTOKCH, H30IIPOITIOKCH, OYTOKCH, H300YTOKCH, BTOP-OyTOKCH, TPET-OYTOKCH HJIH T.II.

R' sBsiercst rpymmoit, npencrasieHHoi popmysoit -COR?, rae R? sBisiercs 3aMecTuTeeM, HeOOI3aTeIb-
HO 3aMeIIEHHBIM H30KCa30JI0M.

[pumepsl "3amectutens”, o0o3HadaeMoro cuMBoioM RZ  Brmowaor "C,aNKHIbHYIO —Tpyry",
"Cy_ganKokcurpymmy" u "HeoOs3aTeIbHO 3aMENICHHYI0 aMUHOTpyHITy".

Ipumepsr C|_¢aNKUIBHON TPYIIBI BKIFOYAIOT METHUI, STHII, PO, U30TPOIII, OYTHI, U300yTHI, BTOP-
OyTHII, TPET-OyTII, TEHTIJI, M30MCHTHI, HEONMCHTWI, |-3THINPONUI, TeKCHI, U30TeKChI, 1,1-TuMeTuinoyTu,
2,2-mumeTrn0y T, 3,3-TUMeTHIIOYTHIL, 2-3THIOYTHII U T.11.

[pumepsr C; ¢IUKIOANKHIBHON TPYIIBI BKIFOYAIOT IUKIOMPOII, THKIOOYTHI, UKIONCHTUI, ITUKIIO-
TeKCHII.

C_¢anKniIbHAs TPyNIa HeoOsA3aTebHO BKIIOYaeT OoT 1 mo 3 3amectuTeneil B MO3UIUAX, KOTOPHIE MOTYT
COJZIEPXKATh TAKHE 3aMECTHTEIIH.

IIpumeps! 3aMecTuTenei BKIIOYAIOT:

(1) C3IMKIOANKIITBHYIO TPYIITY (HampuMep, MUKIOTPOTIFII, IIMKIOTSKCHIT);

(2) aToMBI rasoreHa.

C;_6IIMKIJIOANTKWIIbHAS TPYIIa He00sA3aTeIFHO BKIIFOYAET OT 1 110 5 3aMecTUTesei B MO3UIUAX, KOTOPBIC MO-
TYT COACPIKATh TAKHUEC 3aMECTUTEITH.

[IpuMeps! 3amMecTUTENCH BKITIOYAIOT:

(1) Ci3anKuIIbHYIO TPYIIY, HEOOSI3aTEIbHO 3aMEIICHHYIO 1-3 3aMECTHTENSIMHU, BEIOpaHHBIMU U3 (a) aToMa
raJIOTCHA;

(2) aTomsI ranoreHa

U T.II

Ecmu gncmo 3amecturenel He MeHee 2, COOTBETCTBYIOIINE 3aMECTHTEIH MOTYT OBITh OJWHAKOBBEIMH WIIH
Pa3TUIHBIMH.

[Tpumeps! "HeoOA3aTENHHO 3aMEIICHHONH aMUHOTPYIITEI" BKITIOYAIOT aMHHOTPYIITY, HE0OSI3aTeTbHO MOHO-
WM JU3aMEIICHHYIO 3aMECTUTENIeM (3aMECTUTENSIMH), BEIOpaHHBIM 13 C|_¢aIKIIIFHOHN TPYIIIBL, KOTOpast ABISACT-
sl He00s3aTEIEHO 3aMEIICHHOM.

IIpeanodruTensHble NPUMEPHI ""ALMIBHON TPYNIIB" BKIIOYAIOT:

(1) Cy_samknnkapOOHIIBHYIO TPYIIY (HAIpUMEp, alleTHIT), HeoOsI3aTeIbHO 3aMeIIeHHY0 1-3 atomamu ra-
JIOTCHOB,

(2) C_6aTKOKCUKApOOHWIEHYIO TPYIITY (HAIpUMEp, METOKCHKAPOOHMI, ITOKCHKApOOHWII, MPOMOKCHKAP-
OOHMII, TPeT-OyTOKCHKAapOOHMIT), HEO0A3aTEILHO 3aMEIICHHYIO 1-3 aTOMaMU rajJloreHOB;

R? HpeAmoYTHTENEHO TIPEICTABISCT OO0l HeOBA3aTEBHO 3aMelleHHYI0 C) ¢aIKIIBHYIO TPYIIILY, HEOOs-
3aTenbHO 3aMenleHHYI0 C ¢alIKOKCUTPYIITy, He0O0s3aTeNbHO 3aMENICHHYI0 aMHHOTPYIILY, HEOOs3aTenbHO 3a-
MEULICHHBIN U30KCa30Jl.

Bornee nmpeanoutuTensHo, R? MIPeNICTaBIsIeT COOOH:

(a) C|.¢anKWIbHYIO TPYMITY (HapUMep, METHII, ITHJI, TIPOTHJI, OYTHII, H300YTHII, H30TICHTHI );

(b) C_sankokcurpyrmmy (HampuMep, METOKCH, TPET-OYTOKCH);

(c) amuHOTPYIIY, HEOOS3aTEIIEHO MOHO- HJIH TU3aMCIICHHYIO 3aMECTHUTENIEM (3aMECTHTEISIMU), BHIOpaH-
HbIMU 13 (1) C|_6aNKIWIBHON TPYNIEI (HATIPUMED, METHIIA, STHIIA, IPOIIHIIA, U30TPOIIHIA).

"['pynma, npeactaBienHas Gpopmyioi -COR™", BXoismas B 4MCIO BOMOXHBIX BAPHAHTOB Ipymmbl R',
TPEITNOYTHTENBHO IPEACTaBIseT coboit rpymy dopmysl -COR?, rie R sBisercs Heo6A3aTeNbHO 3aMEIEHHO
C/_6aIKWIBHOM TPYIION, HEO0sM3aTeIBbHO 3aMelIeHHOH C|_¢aIKOKCUTPYIIITOH, Heo0A3aTEIEHO 3aMCIICHHON aMu-
HOTPYIIO.

"I'pymma, npeacrapnernas popmyinoit -COR?", BXOSMAS B 9HCIO BOSMOXKHBIX BAPHAHTOB Tpymmbl R',
Goriee MPeAOYTHTENBHO SBIsieTes rpymmoii popmyisr -COR?, rae R? mpexcrasmsier coGoii:
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(a) C|¢ankunpHy0 rpymmy (HampuMmep, METHII, ST, PO, OyTHI, H300yTHII, H30TICHTI);

(b) C,_¢ankokcurpymnmy (HanpuMep, METOKCH, TPET-0yTOKCH);

(c) aMuHOTPYIITY, HEOOSI3aTEIIFHO MOHO- WM JU3aMEIICHHYIO 3aMECTUTENeM (3aMECTUTENSIMH), BEIOpaH-
HeIMH U3 (1) C|_¢anKWIbHON TPYyMITBI (HAIpUMep, METHIIA, STHIIA, MPOTIHIIA, H30TIPOIIHIIA), He00A3aTeIhHO 3aMe-
mennoi 1-3 Cg.4apuiIbHBIME TpyITIaMH (HaIIpuMep, GEHIIOM).

TIprMeps! BXOIAIIAX B YACIIO BO3MOKHBIX BAPHAHTOB IPyIIIbl R BKIIOUAIOT H30KCA30 L.

BO3MOJKHBIM BAPHAHTOM TPYIIIEl R' MPemoOuTHTEIbHO SBISCTCS H30KCA30IIHII, HEOOA3aTEIBHO 3aMEIIeH-
HBIH 1-3 3aMeCTUTENISIMA, BELIOpAaHHBIMU U3:

(1) C,_¢ankuiapHON TPYMITBI;

(2) aTtoma ranorena.

R npexnouTHTenbHO NIpECTABISET COOOIA:

(1) rpymmy popmyist -COR?, rae R siBsieTcs: Heobs3aTeIbHO 3aMeleHHO# C_¢alKMIBHOM IPYIIIION, He-
00s13aTenpHO 3aMerieHHON Ci_¢aIKOKCHTPYIIITOH, HE0OsI3aTeIbHO 3aMEIICHHOW aMHHOTPYIIION;

(2) n3okcazom.

Eme Gosee mpexmourtntensro R' mpencrasiser coboit:

(1) rpymmy dopmyist -COR?, rae R? o3Hauaer:

(a) C|.¢anKWIBbHYIO TPYMITY (HapUMep, METHI, ITHJI, TIPOTHII, OYTHII, N300y THII, H30TICHTHI ),

(b) C_sankokcurpyrmmy (HampuMep, METOKCH, TPET-OYTOKCH);

(c) amuHOTpYMITY, HEOOA3aTETLHO MOHO- WM Tu3aMenieHHy0 C ¢IKIIBHON Tpymmoi (rpymmaMu) (Ha-
pUMEp, METHIIOM, STHIIOM, IIPOITMIIOM, H30TIPOITHIIOM); U T.11.; WJIH

(2) m30KCca30IMI, HEOOA3aTENIBHO 3aMCIICHHBIN 1-3 3aMecTHTENsIMU, BEIOPAHHBIMU U3 aTOMa TaJioreHa W
C,_¢aIKUIBHOM rPyMIIBL.

Oco6Genno npeamourutensHo R' npegcrasmuser coGoii:

(1) rpymmy dopmysst -COR?, rie R* o3Hauaer:

(a) C|¢ankunpHy0 Tpymmy (HampuMmep, METHII, ST, PO, OyTHI, W300yTHII, H30TCHTI);

(b) C_sankokcurpyrmmy (HampuMep, METOKCH, TPET-OYTOKCH);

(c) amuHOTpYMITY, HEOOA3aTETLHO MOHO- WM Tu3aMenieHHy0 C ¢JIKIIbHON Tpymmoi (rpymmaMu) (Ha-
pUMEp, METHUIIOM, STHIIOM, IIPOITMIIOM, H30TIPOITHIIOM); U T.I1.; WJIH

(2) u3okcazonmwiI, HeoOs3aTENLHO 3aMelieHHBIH 1-3 3amecTUTEsIMH, BBIOpAaHHBIMU U3 C_cJIKIILHOMN
TPYIIIIBL.

Hukn P mpencraBisieT co00l S-wICHHBIH apOMAaTHYECKUN TETEPOIUKII, ITUKI Q SBIIsIeTCST HEOO0sI3aTeIbHO
JIOTIOTHUTEIBHO 3aMCIICHHBIM O-WICHHBIM T'€TCPOIMKIOM, U IUKIEI P 1 Q KOHJECHCHPOBaHEI ¢ 00pa30BaHUEM
OHMIMKIMYCCKOW apOMAaTHYECKONW TeTePOIUKIMICCKON CHUCTEMBI, HE00A3aTEIFHO HMEIOMICH TOTOHUTEIBHBIC
3aMECTHTEIIH.

ITpumeps! "5-4I€eHHOTO apOMAaTHUUECKOTO IeTepoLuKia”, KOTOPBIN SABISETCs UMKIOM P, BKIrodaroT mupa-
301, 1,2,3-Tpuaszon, okcaszoin, THa3od, QypaH. M3 3Tux (parMeHTOB OKCa30d M THA30J SIBIIIOTCS OCOOCHHO
MPEIIOYTUTCITEHBIMHU.

[Tpumeps! "6-uneHHOr0 TMKIA" "HEO0A3aTEIHHO MOTOTHUTEIHLHO 3aMENICHHOTO 6-YJIEHHOTO IMKIA", KO-
TOPBIH SIBIISIETCS TUKIIOM Q, BKITIOUAIOT OCH30J1, TUPUANH, ITUKIIoTeKca-1,3-1ueH.

"6-uneHHbIN K" "HE003aTeNFHO JOTOTHUTEIEHO 3aMEIEHHOTO O-WIEHHOTO ITUKIA", KOTOPBIA SBIISET-
cs UKIIOM Q, He0Os3aTeTbHO UMEET, IOMUMO TPYIIIIBI —O—R6, oT 1 10 3 3aMecTHUTENEH, B TEX MOJOKEHUAX, T/IE
OHH MOT'YT HaXOJHUTHCSI.

[IpennovTuTeNnbHBIC TPUMEPHI TOMOIHUTEIBHOTO 3aMECTUTENS "6-UICHHOTO IHKJIa
MOJTHHUTEIEHO 3aMEIICHHOTO 6-WICHHOTO IUKJIA", KOTOPBIH SIBISACTCS IUKIOM Q, BKIIFOYAIOT:

(1) aTom ranorena (HanpumMep, aTtoM QTopa, aTOM XJI0pa).

Huka Q mpenoYTUTENBHO SBISETCS OCH30JI0M, THPUINHOM WU ITUKJIOTEKCa- 1,3-1neHOM, KaX bl U3 KO-
TOPBIX HEOOS3aTENbHO 3aMelleH 1-3 3aMecTuTensMu, BIOpaHHBIMU 3 (1) aTroma ramoreHa (Hampumep, aTomMa
(ropa, aToMa xy10pa).

KoHnkpeTHble puMepsl "OUIMKITHYECKON apOMaTHIECKOM TeTEPOIUKINISCKOM CUCTeMbI" "He00sI3aTeIbHO
JTOTIOTHUTENFHO 3aMEIICHHON OUITMKIMYECKOH apOMaTHIECKOW TeTEPOIUKINIECKON CHCTEMBI", 00pa3oBaHHOM
KOHAeHcanuen ukia P u nukina Q, BKIFOYaroT
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B Ka)JIO U3 KOTOPBIX UK Q Heo0A3aTeIbHO 3aMelIeH 1-3 3aMeCTUTEIIIMU, BEIOPAHHBIMHA H3:

(1) atoma ranorena (HanpumMep, aToMa (Topa, aTomMa XJaopa).

R’ sBisiercst C\_¢aKHIBHOMN TPYIIIIOi, HEOOM3aTEIBHO 3aMEICHHOI aTOMOM (aTOMAMH) TaoTeHa, WIH He-
00s13aTenbHO 3aMenIeHHOH Cs_gIIMKIIOANKMIILHOM TPYIIITOH.

"C.¢ankuibHast Tpynma" "C,_¢alKHILHONW TPYMIBI, HEOOS3aTEIHHO 3aMEIEHHOW aTOMOM (aToMaMH) TaJlo-
rena", KOTOpast ABISAETCS OHMM M3 BAPHAHTOB IPYIIH R®, HE06A3aTEIbHO HMEET B KA4eCTBE 3aMECTHTEEH OT 1
JI0 3 aTOMOB TaJIOTEHOB, B T€X MOJIOKECHUSAX, TTI€ MOTYT HUMETHCS 3aMECTHTEIH.

[Mpumeps! "C; gnKkinoankuibsHO# rpynmsl”" "HeoOs3aTeabHO 3aMeleHHOH Cs glIMKIIOAIKWIBHON TPYNIIbL",
KOTOpasi ABIACTCS OJHHM W3 BAPHAHTOB TPYINIbI R°, BKIIOYAIOT MUKIONPONMT, HHKIOOYTHI, HKIOMEHTIT 1
IIUKJIOTEKCHIL.

"C;_¢IUKIIOANKHIIbHAS Tpynma” "HeoOs3aTebHO 3aMelieHHOH Cs gIIUKIOANKWIBHON TPYMIIBI", KOTOpas siB-
JSIeTCs OHMM M3 BAPHAHTOB IPYIIBI R’, HeoOs3aTe bHO HMeeT oT 1 10 5 3aMecTHTeNeH B TeX MONOKEHUAX, TIe
OHH MOTYT HaXOAUThCs. [IpuMepsl 3aMecTuTeNell BKIIOYAT (PParMeHThI, aHAJOTUYHBIC 3aMECTUTEISIM, KOTO-
pbie HeoOsA3aTenbHO UMeeT C3 (UMKIOANKUIbHAS IPYINa U APYyrHe TPYNIIbl, IIPUBEACHHBIE B Ka4eCTBE IPUMEPa
"samecTHATENA" I R%.

R’ mpexmourntensro mpexcrapmsier coboii CianKWIbHYIO TPYITY, HEOOS3aTENbHO 3aMElICHHYI 1-3
aToOMaMH TajioreHa (HampuMmep, atomamu ¢ropa), min Cs gIIIKIOATKUIBHYIO TPYIITY, HE00sI3aTEIbHO 3aMeIIeH-
Hyt0 1-5 aromamu ranorena win 1-5 Ci_3aIKWIBHBIMU TPYIIIIaMHU.

R* MPEeNCTaBIsAET cOO00 aTOM BOAOPOIA.

X osmauaer O mwm CR™R™, rae kaxmpiii 3 3amecrureneii R u R*® HesaBrcumo MPEICTABISCT COOO0
aTOM BOJOpOJA.

X mpennoururensHo npencrasiseT codoit O mmu CH,.

R® sBrseTcss HeoGs3aTeNnbHO 3aMemeHHON C | ¢alIKHIBHOIN TPYNION WK HEOoOs3aTeNbHO 3aMEIICHHOU
C;_6IIMKIJIOATKUIBHON TPYIIOH.

"C|.¢ankuibHast rpymma” "Heobs3aTensHo 3amMenneHHON C | ¢alIKHITLHOM TPYIIBI", KOTOpas SBJISETCS OJHUM
3 BapHaHTOB 3aMecTuTenst R, HeoGs3aTenpHo mveeT oT 1 10 3 3aMecTHTeNeil B TeX MONOXKEHHSX, T/Ie OHH MO-
TyT HaxomuThcs. [IpuMepsl ATHX 3amecTuTeNeil BKIIOYAIOT (ParMEHTHI, MOJOOHBIC 3aMECTHTEISIM, KOTOPHIC
HeoOs3aTenbHO uMeeT C; ¢anKuiabHas TPyINa U Ipyrue TPy, IPUBEACHHbBIC B KAYECTBE IPUMEPOB "'3aMECTH-
Tenst" st R

[Tpumeps! "Heobs3aTenbHO 3aMemeHHON Cs gIIMKIOATKUILHOW TPYNIbl", SBISIOMEHCS OJHUM U3 BapHaH-
TOB 3aMecTHTeNs R®, BKITIOUAIOT (hparMeHThl, aHATOTHYHbIE "HE00A3aTeIbHO 3aMeIeHHOH Cs gllKI0ATKIIBHOI
rpymmer” s R’

R® npeanouTHTENEHO IIPEICTABISET COOOIA:

(1) Ci_¢anmkuibHyO TPYMITy (HAIPUMEpP, METHUII, STHJI, TIPOIIHJI, H30IPOIIII, H300yTHI), He00A3aTEIBHO 3a-
MeIIeHHyI0 1-3 3aMecTHTeNssMu, BBIODAaHHBIMH U3 aTroMa rajoreHa (HampuMmep, aroma (Qropa), H
C;_6IIMKIIOATKWIEHYFO TPYIITY (HATPUMEP, HUKIOMPOIHII, UKIO0YTHI);

(2) C3gIUKNOANKWITbHYIO TPYIIY (HampuMep, MUKIOTPOTIFII, IIUKIO0YTHI); U T.I1.

R® Gortee mpeamouTHTENBHO MpeACTaBIseT coGoi C ) ¢aAIKIIbHYIO TPYIy (HAPHMEp, METHII, STIII, PO-
TTHJT, U30TIPOTINII, H300YTHIT), HEOOA3aTENhHO 3aMeIIeHHYI0 1-3 3aMeCTUTENISIMH, BEIOPaHHBIMH U3 aTOMa rajiore-
Ha (Harpumep, atoMa (ropa), 1 C3 ¢IIUKIOATKUIBHYIO TPYITY (HalpUMep, [AUKJIOMPOIII, IIUKIO0YTHII).

ki A sBisieTcss He0Os3aTEIBHO TOTIOIHUTEIHFHO 3aMEIIEHHBIM 4-7-4JICHHBIM HEapOMaTHIECKUM IIUKIIOM
(1MKIT HEOOS3aTEIBHO SIBISCTCS MOMEPEYHO CITUTEHIM).

[Tpumeps! "4-7-41€HHOTO HEAPOMATHIECKOT0 IUKJIa (He00s3aTENbHO SBISIETCS ITOTIEPEYHO CIINTHIM)" "He
00513aTENIFHO JTOTMOJIHUTEIHHO 3aMEIICHHOTO 4-7-4ICHHOTO HeapOMaTHIEeCKOTO IUKIIA (HEOOs3aTeIbHO SBISCTCS
MOTIEPEYHO CIIUTHIM)", KOTOPBIN ABJIETCS LHUKIOM A, BKII0YaOT C47IIUKIIOATIKAHBI U 4-7-4JIeHHbIE HEApOMAaTHU-
YECKHE TeTEPOIIHKITBL.

[pumepsr Cy.7 IPEATOYTUTETHHOTO IIAKIOATKAHA BKIFOYAOT IIHKJIOTEKCAH.

[Ipumeps! 4-7-4I€HHOTO HEAPOMATHYESCKOTO TETEPOIMKIIA BKIIOYAIOT a3eTHIWH, MUPPOIHINH, MUIEpHU-
IVH, TUNepa3suH U T.I. V3 3THUX TPyNIl MpeanoYTHTENbHBIMA SBISIOTCS 4-7-4jeHHBbIEe (MPEOIMOYTUTENBHO 4-6-
YIIEHHBIE) a30TCOJAEpIKAIINE HEAPOMATHIECKHE TeTEPOIUKIbI (IPEINOYTHTENBHO, a3eTUANH, THPPOIUIHH, TTH-
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TICPUIVH, TIUIICPA3HH).

"4-7-qeHHBI HEapOMaTHYECKUH IUKI" MOXKET MMETh JOMOJIHUTEIbHBI MOCTHKOBBIH (parmMeHT (Torme-
PEYHO CIIUTHIN). [[puMepsl ITUKIIOB ¢ TaKUM ()parMeHTOM BKITIOYAIOT §-a3abummkiro[3.2.1]okTaH u T.11.

"4-7-qaneHHBId HeapoOMaTHYECKHH LUK (HeoOS3aTeIbHO BKIIIOYAIONIUN TOTIOJHUTEIBHBIH MOCTHKOBBIH
(dparmenT)" "HEOOs3aTENLHO 3aMENICHHOTO 4-7-4JI€HHOTO0 HEapoOMaTHYECKOTO IMKIa (HeoOs3aTelbHO BKITIO-
YAIOIIEro TOTONHHUTENBHBIA MOCTHKOBBI (parment)" momumo rpymmsl -XCH(RY)CH(R?)-NH-R' u ukma P,
HeoO0s3aTeTbHO UMeeT OT 1 710 3 3aMeCTHTEeNIel B Te€X TOJIOKEHUAX, KOTOPBIE MOTYT OBITh 3aMelIeHbl. [IpumMepsl
3aMeCTHTEeJIeH BKIIOYAIOT (hparMeHThl, aHAJOTHYHBIC 3aMECTHTENSAM, KOTOPBIE IPUBEACHBI B KaUeCTBE IIpHMEpa
"samecTHTENA" I R2

[uka A TPEANOYTHTEIBHO TPEACTABIACT COOOW HEOOS3aTEIBHO JIOTONHUTEIBFHO 3aMEIleHHBIN 4-7-
YJICHHBIH HEapOMATUYCCKUN TeTePOIHKI (HEOOS3aTENBHO JOMOJHUTEIBHO BKIIFOYAIOIINN JOMOJHUTEIBHBIN
MOCTHKOBBII (hparMeHT), Oosee MpearmoYTHTENBHO 4-7-4IeHHBIH (IPeANOYTUTENbHO 4-6-1IeHHbIH) a30Tconep-
KAl HeapOMaTUYECKUH TeTepOUUK (HEoOs3aTeIbHO MOTONHUTEIHHO BKIFOYAIOIINAN JTOTIOTHUTEIBHBINA MOC-
TUKOBBIN (DparMeHT), IIUKIOTEKCaH, elle 0oiee MPeANOYTUTEIFHO a3eTHIUH, MTUPPOIUINH, TUIICPUIUH, TUIICpa-
3uH, §8-a3a0unukio[3.2.1]oKTaH WK MUKIOTeKCaH, 0COOCHHO MPEANOYTUTEIHHO TATIEPHUIHH.

[IpennournTensHbIe TPUMEpH! coequHeHus (1) BKITIOUaoT ClieayIomue COeTMHEHMS.

Coenunenne A.

Coenunenne (I), B koTopom

R' npencrasisier coboii:

(1) rpymmy dopmyisr -COR?, tae R? mpencrasisier co6oif HeoGsM3aTeNbHO 3aMemeHHY0 C) alKIIbHYIO
TPYIIy, HEOOs3aTeIbHO 3aMEUICHHYI0 C ¢aJIKOKCUTPYIY, WM HEOOSI3aTeNhHO 3aMEUICHHYI) aMUHOTPYIIITY
M30KCa3011;

(2) n3okcazou;

R’ npencrasisier co60it C ¢aKHIBHYIO IPYIITy, HEOOA3aTEIBHO 3aMEIIEHHYIO aTOMOM (ATOMaMH) Tajo-
TeHA WK HE003aTeNbHO 3aMEIICHHYIO Cs g[TIUKIOANKIIBHYIO TPYIIILY;

R* sBiseTca aTomom BOJIOPOJIA;

X o3nauvaet O umu CHy;

UK A TIpeicTaBisieT co00i a3eTUANH, MUPPOHINH, TUTICPUINH, TTUIepa3nH, 8-a3abunnkio[3.2.1]okran
WITH IIUKJIOTEKCaH;

Uk P;

nuki Q mpeacraBiseT coboit Heo0A3aTeTHLHO TOTOTHUTEIHLHO 3aMEICHHBIN OCH30J1, TUPHIUH WITH KO-
rekca-1,3-nueH; u

mukiiel P u Q KOHICHCHUPOBaHBI ¢ 00pa30BaHUEM HEOOA3aTEIEHO JOTOTHUTEIEHO 3aMEIICHHON OMIIMKITH-
YECKOW apOMAaTHYCCKOW TeTEPOIMKINICCKON CHCTEMBI,

R® npencrasister co6oii Heobs3aTenbHO 3aMelIeHHyI0 C) (aIKHIBHYIO TPYIITy HIIH HEOOA3aTEIBHO 3aMe-
meHHY0 C;_6IIUKIOATKWIEHYIO TPYIIITY.

Coenunenue B.

Coenunenwe (I), B koTopom

R' npencrasisier coboii:

(1) rpymmy, npexcrasnennyio gopmyioii -COR?, rae R? o3Hauaer:

(a) C|.¢aNKWIBbHYIO TPYIITY (HApUMeEpP, METHII, ITHJI, TIPOTIHII, OYTHII, H300YTHII, H30TICHTHI );

(b) C_sankokcurpyrmmy (HampuMep, METOKCH, TPET-OYTOKCH);

(c) amuHOTPYIIY, HEOOS3aTEIIEHO MOHO- HJIH TU3aMCIICHHYIO 3aMECTHUTENIEM (3aMECTHTEISIMU), BHIOpaH-
HBIMU H3:

(1) C|.¢anKMIIbHO IpyIIBI (HaIpUMep, METHIIA, STHIIA, TIPONHJIA, H30IPOITHIIA);

(2) u30oKcazonmI, HeOOS3aTEIEHO 3aMEIICHHBIN 1-3 3aMECTUTEIIIMHU, BEIOPAHHBIMHA U3:

(1) C|.¢IIKMIIBHOI TpYIIIB;

(i1) aroma ranoreHa;

R’ mpexncraBmsier co60ii C| ¢alKHIBHYIO IPYIITY, HEOOS3aTEIBHO 3aMEIICHHYI0 1-3 aTOMaMM TaloreHa
(manpumep, aromamu Gropa) uin C; ([UKIOATKWIBHYIO TPYIIy, HeoOs3aTelbHO 3aMelIeHHyo 1-5 aTomamu
rayiorera win 1-5 Ci_;alKWIbHBIMU TPYIIIAMU;

R* sBisieTcs aTomom BOJIOPOJIA;

X o3naugaet O umu CHy;

UK A TIpeicTaBisieT co00i a3eTUANH, MUPPOHINH, TUTICPUINH, TTUIepa3rH, 8-a3aburnkio[3.2.1]okran
WIIH IIUKIJIOTEKCaH;

mukiiel P v Q KoHAeHCUpPOBaHEI ¢ 00pa3oBaHIEM
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IZIe B KaXIOM U3 YKa3aHHBIX 3amectuTeneil mukn Q HeoOs3aTenpbHO 3aMeleH 1-3 3aMecTHUTEIsIMH, BBHI-
OpaHHBIMU H3:

(1) atoma ranorena (Hampumep, aroMma (ropa, aToma Xjaopa);

R® npencrasisier coboii:

(1) C,.¢amkunpHyI0 Tpyny (HallpuMep, METHI, ITHJI, IPOIIHJ, U30TPOIIII, H300yTHIT), HE00A3aTEeIHHO 3a-
MeIeHHyl0 1-3 3amMecTHTeNnsMH, BBHIOpAaHHBIMH W3 aTroMma TajoreHa (HampuMmep, aroma ¢Topa) H
C;_6IIMKIIOATKUIIEHOM TPYIITBI (HAIPUMED, IIMKJIONPOITIIIA, IIMKIO0YTHIIA).

B xauectse coneit coenunenuit popmyast (I), (II) u (I') npeanoururensHBIME SIBISIOTCS hapMakoIornye-
CKU TIpHEeMJIEMbIC CONH. [IpuMephl TakuX COJICH BKIIFOYAIOT COJHM C HEOPTaHHYCCKUMH OCHOBAHUSMH, COJH C
OpPTaHUYECKUMHU OCHOBAaHUSIMH, COJM C HEOPTaHNUCCKUMU KHCIOTAMH, COJH C OPTAHUYECKUMHU KHCIIOTaMU, COJIU
C OCHOBHBIMU HJTH KUCIIBIMU aMUHOKHCIOTAMH U T.II.

[IpennovTuTenpHBIC IPUMEPHI COJICH ¢ HEOPTaHMYSCKUMH OCHOBAHUSMH BKJIFOYAIOT COJIA CO IICTOYHBIMH
MeTaJUIaMH, HallpuMep COJIM HATPHS, COJIM KaIHA U T.I1.; COJIM CO MIEOYHO-3eMEIHHBIMHI METaIaMH, HallpuMep
COJIM KaJIBIIHS, COJIM MarHus | T.II.; COJH aJTIOMUHUS, COJT aMMOHUS H T.II.

[IpennouruTensHBIE TPUMEPHI COJEH ¢ OPraHWYECKUMH OCHOBAHUSMH BKJIIOYAIOT COJH C TPUMETHIAMH-
HOM, TPUAITWIAMHUHOM, TUPUANHOM, TUKOJIMHOM, 3TAaHOJIAMUHOM, AUITAHOJIAMHUHOM, TPHITAHOIAMUHOM, TPOME-
TaMUHOM [TpHC-(TUAPOKCHMETHI)METUIIAMHHOM |, TPET-OyTHIIAMHHOM, NHUKIOTEKCHIAMUHOM, OCH3MIaAMHUHOM,
JTUIHAKIOTeKCHIaMIHOM, N,N-THOeH3WIATHICHINAMIHOM H T.II.

[IpennodTuTenbHBIC MPUMEPHI COJCH C HEOPTaHMYCCKHIMH KHCIOTAMH BKJIFOYAIOT CONU C XIJIOPUCTO-
BOJIOPOJTHOW KHCJIOTOH, OPOMHUCTO-BOJAOPOJIHON KHCIOTOW, a30THOW KHCIOTOW, CEpHOU KHCIOTOH, (ochopHOU
KHUCIIOTOH U T.II.

[IpenqnovTuTeNnbHBIC IPUMEPHI COJICH C OPTaHUYECKUMHU KHCIOTAMH BKIIOYAIOT COJHM C MYPaBBHHOHW KH-
CJIOTOH, YKCYCHOW KHCIIOTOH, TPU(PTOPYKCYCHOH KHUCIIOTOH, (hTajieBoil KUCIOTOH, pyMapoBOi KHCIOTOM, IIaBe-
JIEBOW KUCJIOTOW, BHHHOM KHCJIOTOM, MaJleMHOBON KHUCIIOTOH, INMOHHON KHCIIOTOH, STHTAPHOM KUCIIOTOM, S01049-
HOW KHCJIOTOH, METAHCYIH(POHOBON KUCIOTOH, OCH30JICYIH()OHOBON KHCIOTOH, IM-TOMYOJICYIHLGDOHOBON KHCIO-
TOH U T.IL.

[IpennournTensHBIE IPUMEPHI CONIEH ¢ OCHOBHBIMH aMHHOKHUCIIOTAMH BKIIOYAIOT COJIM C apTUHHHOM, JIH-
3HHOM, OPHUTHHOM H T.II.

[IpeanournuTensHBIE TPUMEPHI COIEH ¢ KUCIBIMA aMHHOKHCIOTAMH BKJIIOYAIOT COJIA C aCTIaparnHOBOM KH-
CJIOTOM, TTyTaMUHOBOM KUCIIOTOU U T.II.

Kpome Toro, coenunenne popmyisi (I) MoxkeT 6bITh MeueHo u3oTomoM (Hanmpumep, “H, °C, '*C, '°F, **S,
EITER S

Coenunenne (1) MOXKET SIBIATHCS WIH HE SIBIATHCS THIPATOM U SBIISATHCS WM HE SIBISATHCS COBBATOM.

Coemmuenns Gopmyist (I) BKIIOUAIOT TaKxKe JCHTEPUPOBAHHBIE (POPMEI, B KOTOPHIX aTOMBI 'H 3aMeHEHbI
aromamu “H(D).

Coenunenne Gopmysl (I) MoxkeT ObITh (apMaleBTHIECKH MPUEMIIEMBIM COKPUCTANIOM MU COKPHUCTAII-
JIMYECKON COJIbI0. B HacTosmeM ommcaHuy COKPUCTAIUT WIIM COKPHCTAILIMYECKas COJIb O3HAYAeT KPHCTaJIIHYe-
CKO€ BEIIECTBO, COCTOSIIEE M3 IBYX WM HECKOJIBKHX CAMOCTOSTENFHBIX BEIIECTB, KOTOPHIC SBIIIOTCS TBEP.BI-
MU TIpH KOMHAaTHOH TeMIlepatype, KakJoe W3 KOTOPBIX MMeeT OTIMYaroniiecs (pu3udecKkue cBoiicTBa (Hampu-
Mep, CTPYKTYpPY, TeMIEpaTypy IUIaBICHI, TSIUIOTY IUIABICHHUS, TUTPOCKOMUYHOCTh, PACTBOPUMOCTD, YCTOWUH-
BOCTb U T.1.). COKpUCTAIIIBI U COKPUCTATUIMICCKHE COJH MOTYT OBITh IOJTyYEHBI COKPUCTAILTU3AIIEH, METOINKA
KOTOPOI! U3BECTHA IO CYIIECTBY.

Coenunenne opmyinsl (I) (koTopble fanee MO TEKCTY WHOTIA AL KPATKOCTH MMEHYIOTCS TIPOCTO COE/IH-
HEHUEM I10 HACTOSIIEMY H300peTeHuIo) 00agaeT HU3KOW TOKCHYHOCTBIO M MOXKET NPHMEHSTHCS B KadeCTBE
CPEICTB I MPO(UIAKTHKY WM JICUCHUS Pa3IUYHBIX YIOMSHYTHIX HHKE 3a00JCBaHUN MIICKOIUTAIOIMUX (Ha-
HpUMep, JI0AeH, MBIIIEH, KPBIC, KPOJIIMKOB, co0ak, KOIIEK, KOPOB, JIONIaaeH, CBUHEH, 00e3bsiH) B YHUCTOM BHIE
60 B Gopme GapMaleBTHIECKOW KOMIIO3HUIINH, TIOTydaeMO# MPU CMEITMBAHUH ¢ (GapMaKOJIOTHIECKH TPUEM-
JIEMBIM HOCHUTEJEM H T.II.

[Ipumeps! hapMaKoIOTHIECKH MPUEMIIEMBIX HOCHTEICH B HACTOSIIEM H300pETEHHH BKIIOYAIOT pa3iind-
HBIE OpPTraHWYECKIE ¥ HEOPTaHMYECKUE HOCHUTENH, OOBIYHO MPHMEHSIEMBIC B JIGKAPCTBEHHBIX MpenapaTax, KOTo-
pBIe T00aBISIOT B KAUYECTBE HOCHUTEIEH, CMa3bIBAIOIINX CPEICTB, CBAZYIOIINX BEUICCTB WIIH AC3UHTET PHUPYIOIINX
CPEICTB ISl TBEPABIX MO3MPOBAHHBIX (OPM; B KaUeCTBE PACTBOPHUTENCH, CONMOOMIN3NPYIOMINX CPEACTB, CyC-
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HNEHIUPYIOIIUX CPEJICTB, M30TOHUYECKUX CPENCTB, Oy(hepoB MiIM CMATYAIOLINX CPEICTB JUIS )KUAKHUX IIPEnapaToB
U T.11. [Ipr HEOOXOIMMOCTH MOT'YT TaK)Xe MPUMEHATHCS TaKhe JOOABKH K JICKApCTBEHHBIM CPEJICTBAM, KaK KOH-
CEpBaHTHI, aHTHOKCHAAHTHI, KPACUTEIH, IOJCIACTUTENH! H T.I1.

[IpennouruTensHBIEe TPUMEPH! SKCIIUITMEHTOB BKIIOYAIOT JAKTO3y, caxapo3y, D-mannut, D-copbur, kpax-
MaJl, PeKEeIATHHU3NPOBAHHBIN KpaxMal, NEKCTPUH, KPUCTALTHYECKYIO IEIUTI0NIO3Y, THAPOKCUIIPOIIIIIICILIIO-
JI03y HHU3KOH CTENEeHH 3aMeIleHHs, HaTPUH-KapOOKCHMETHIIIIEIUTION03Y, TYMMUapaOuK, MyJUTyJIaH, JIETKYI0 0e3-
BOJIHYIO KPEMHHEBYIO KHCIIOTY, CHHTETHUSCKUI CHIIMKAT aTIOMUHIS U aIIOMUHOMETACHUIINKAT MarHHsL.

[IpennouruTensHBIe TPUMEPHI CMA3BIBAIOMINX CPEICTB BKIIOYAIOT CTEapaT MarHWsd, CTeapaT Kaiblus,
TaJIbK ¥ KOJUTOMIHBIA OKCHJT KPEMHHSI.

[IpeamnoyrnTenbHBIe MPUMEPHI CBS3YIOMIMX BELIECTB BKIIOYAIOT MPEXETaTHHU3UPOBAaHHBIA Kpaxmal, ca-
Xaposy, JKEITTaTHH, ryMMHapaluK, METHIILEILTION03Y, KapOOKCHUMETHIIIIEIUTIONO03Y, HaTpHii-
KapOOKCHMETHIILEIUTION03Y, KPUCTANIMYECKYIO EJUTI0N03Y, caxapo3y, D-MaHHHT, Tperauo3y, AeKCTPUH, ITyi-
JyJaH, THAPOKCUIIPOIHIILEIUIION03Y, THAPOKCUIIPOIMIMETHIILIEIUTION03Y W NOJIMBUHIIIUPPOIIU/IOH.

[IpeanoyrnTensHBIE NPUMEPHI IE3UHTETPUPYIONINX CPEJICTB BKIIIOYAIOT JIAKTO3Y, caxapo3y, Kpaxmal, Kap-
OOKCHMETHIIIIEIUTION03Y, KaJIbIMHA-KapOOKCHMETIIIICIUTION03Y, HaTPUH-KPOCCKapMEIo3y, HATpHii-
KapOOKCHMETHIIKpaxMall, JISTKHH aHTUAPUA KPEMHHUEBOW KHUCIOTH M THIPOKCHIPOIMIIEIUTION03Y HU3KON CTe-
TICHH 3aMeIICHUS.

[IpeamodrnuTenpHBIE TPUMEPHI PACTBOPHUTENCH BKIIOUYAIOT BOAY ISl MHBEKINH, (PU3NOIOTHIECKUN COJe-
BOM pacTBOp, pacTBOp PuHrepa, criupT, MPOMMICHTINKOIb, TOJUITHICHTIINKONb, KYHXKYTHOE Macio, KyKypy3-
HOE MAacJIo, OJJTMBKOBOE MAacJI0 M MaciO XJIOMIaTHUKA.

[MpeanoyrnTensHbIe TPUMEPHI COMIOOMIM3UPYIOIMX CPEACTB BKIIIOYAIOT MOJIHMATHIICHIIIMKOIb, MPOIHU-
JICHTJIMKOJIb, D-MaHHUT, Tperano3y, OeH3WIOEeH30aT, 3TaHOJ, TPHCAMHHOMETAH, XOJECTEpUH, TPUITAHOJIAMHUH,
KapOOHAT HATPUs, UTPAT HATPUSL, CAJUIIIAT HATPUS U alleTaT HaTpusl.

[IpeamnoyrnTenspHBIE TPUMEPHI CYCHEHIMPYIOINX CpeacTB BKiIrodaoT [IAB, Taknue kak cTeapriITpuITaHO-
JIaMUH, JIaypUICyIb(aT HATPUsL, JTaypHil aMHHONIPOIIMOHOBYIO KHCIIOTY, JEUTHH, XJIOPUA OCH3AIKOHHUS, XJIOPH]
OCH3ETOHNS, TIUIEPIJI MOHOCTEAPAT W T.IL; THAPOQMIBHBIEC TOJUMEPHI, HAIPUMEp MOJMBHHUIIOBBIA CITHPT,
TOJIMBUHIIIIAPPOIUIOH, HATPUI-KapOOKCHMETHIILEIIIION03Y, METHIIEIUTION03Y, THAPOKCHMETIIIIEIIIONO03Y,
THIPOKCHATHIIEIUIION03Y, THAPOKCHIPOTHIIIIEIUTION03Y U T.I1.; TOJIHCOPOAThl W MOTUOKCHITHIICH THAPUPOBAH-
HOE KaCTOPOBOE MacJIo.

[IpennovruTensHbBIE TPUMEPHI M30TOHUYECKUX areHTOB BKIIOYAIOT XJIOPWA HATPHA, TIUIECpUH, D-MaHHUT,
D-copOuT 1 T110K03Yy.

[peanournTensHble TpUMephl OY(PEpHBIX CPEACTB BKIIOUAIOT Takue Oy(epHble coeanHeHus, kKak ¢ocda-
THI, alleTaTbl, KAPOOHATHI, IUTPATHI U T.II.

[TpeanoyTnTenbHBIE TPUMEPBI CMATYAIOIINX CPEJICTB BKIIOYAIOT OCH3MIOBBIN CITUPT.

[MpeanoyrnTensHbIe TPUMEPHI KOHCEPBAHTOB BKIIIOYAIOT [TapaOKCUOCH30aThl, XJI0pOYyTaHO, OEH3UIIOBHIH
CIHPT, QEHITUIIOBBIH CIIUPT, JETHAPOYKCYCHYIO KUCJIOTY U COPOMHOBYIO KUCIIOTY.

[MpeanoyrnTensHBIE TPUMEPHI AaHTHOKCHIAHTOB BKIIIOYAIOT CYIB(UTHI, aCKOPOATHI | T.I1.

[IpennournTensHBIe TPUMEPHI KpacuTeNell BKIIOYAIOT BOJIOPACTBOPUMBIC MUIIEBBIE aHWIMHOBEIE KpacH-
TeJH (HalpuMep, TaKue THIIEBhIe KPaCUTelNH, Kak MUIIeBOH KpacHbId Ne 2 u 3, mumieBoi xentoiid Ne 4 1 5, miu-
meBoid cuauid Ne 1 1 2 u T.71.), HEpaCTBOPHMBIE B BOJE JIAKOOOpa3yIoIIHe KpacuTenu (HalpuMep, A TFOMIHHEBBIE
COJIM YIIOMSIHYTBIX BBIIIEC BOJHBIX ITHIIEBBIX aHWIMHOBBIX KpacHTeNleil) U HaTypajbHBIE KpacHTeNH (HampuMmep,
B-kapoTnH, xI0poduiI, KpacHsIi okcun xeresa (I11)).

[IpennodyruTensHBIe MPUMEPHI MOICIACTUTENICH BKIIOYAIOT CaXapHH HATPHA, TVIMIMPPHU3MHAT IUKAIIH,
acrmapTaM U CTEBHIO.

JlekapcTBEeHHOE CPEICTBO, COZEpIXKAIlee COCAMHEHHE 110 HACTOSIEMY H300pETeHHI0, MOXKHO 0€30I1acHO
BBOJIUTH MHIIMBHIYAJIILHO WIJIM TIOCJIE CMEIINBAHUS ¢ (PapMaKOoJIOTHUECKH IIPHEMIIEMBIM HOCHTEJIEM IO CIOCO0Y,
M3BECTHOMY IO CYIIECTBY (Hampumep, crioco0y, onrcaHaomy B ®@apmakorniee SImoHun U T.7.), KOTOPBIHA SBISET-
cs1 croco0oM rosy4eHus (hapMaleBTHYECKOro Npenapara, u B popme, Harpumep, TabieTok (BKIItOYas TabJIeTKH,
MIOKPBITHIE CaxapoM, TabJIETKH C TUICHOYHBIM MTOKPBITHEM, ITOIbS3bIYHbIE TaOJIETKH, TAOJIETKH, pa3pyLIaloIHecs
BO PTY, OyKKaJIbHbIE TaOJIETKH H T.II.), IIMIIOJb, HOPOIIKOB, TPaHyJl, KancyJ (BKJIIOYasi MATKHE KaICyJbl, MUKPO-
KaIlCyJIbl), MACTHIIOK, CHPOTIOB, YKUIKOCTEH, SMYIBCHHA, CYCIICH3HUH, MIPEMapaToB C PEryIUpyeMbIM BEICBOOOXKIE-
HHEM JEHCTBYIOMIETO Hadala (HampuMmep, IpenapaToB ¢ HEMEIJICHHBIM BBHICBOOOXKIEHHEM, MIPEMapaToB ¢ Ipo-
JOJDKUTEIFHBIM BBICBOOOXKICHHEM, MUKPOKATICYII C MIPOIOJDKUTEIBHBIM BEICBOOOKICHUEM), adPO30JIeH, IIICHOK
(HampuMep, MJICHOK, Pa3pyIIAOMINUXCS BO PTY, IUIEHOK, IPUKIEHBAEMBIX K CIM3UCTON 000JI0YKe pTa), Ipemnapa-
TOB JUISI MHBEKIMH (HApUMep, IMOJKOKHBIX MHBEKIUH, BHYTPUBCHHBIX MHBEKINH, BHYTPUMBIIICYHBIX HHHEK-
IIUH, MHTpalepUTOHEATIbHBIX WHBEKIUH), IIpenapaToB Ui KaleJIbHBIX WHQY3UH, IpernapaToB A TpaHCIep-
MaJIbHOM abcopOumy, Ma3eil, JOCLOHOB, KICHKUX MPENaparoB, CYNIO3UTOPUEB (HAPUMED, PEKTAIBHBIX CYIIIIO-
3UTOPHEB, BarMHAJIBHBIX CYIIIO3UTOPHEB), TPaHyJI, HA3IBHBIX MPENAapaToB, JIETOYHBIX IpEnapaToB (IpernapaToB
JUISL MHTAJSIN), TIa3HBIX Kanejb U T.II., IEPOpaIbHO MM MapeHTepalbHO (HapUMep, IIyTeM BHYTPUBEHHOTO,
BHYTPUMBIIIIEYHOTO, TIOIKO’KHOTO, B TOT WJIM WHOI OpraH, MHTpaHa3aJbHOI'0, HHTPAJEPMaJIbHOTO, ITyTEeM 3aKa-
IBIBaHUS, UHTpaIepeOpatbHOro, HHTPAPEKTAILHOTO, HHTPABAarHHAIBHOTO, HHTPAIIEPUTOHEAILHOTO ¥ BHYTPH-
OITyXOJICBOTO BBEICHHI, BBEACHUS B TKaHH, PACIIOJNIOKEHHBIE PSIIOM C OIYXOJIBIO, M HETIOCPEICTBEHHOTO BBEIEC-
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HUS B OYar MOPaKeHUs).

DTH mpenapaTsl MOTYT SBJIATHCS MpENapaTaMH C PEryJIUPYEMBIM BBHICBOOOXKICHHEM (HAIpUMEp, MUKPO-
KaIlCyJIaMH C MPOAOJDKUTEIHHBIM BEICBOOOKACHHEM ), TAKUMHE KaK IpenapaTsl ¢ HeMEUIEHHBIM BBICBOOOKICHH-
eM, IperapaTamMy ¢ IPOJODKUTEIFHBIM BEICBOOOKACHNUEM U T.11.

®DapMareBTHIECKHE KOMIIO3UITIH MOKHO ITOJTy4aTh 110 METOINKAM, OOBIYHO MPHIMEHSAEMBIM B TEXHHKE T10-
JMy4eHus papMaIieBTHICCKUX MPETapaToB, HaIpUMep 0 METOINKaM, ONFCaHHBIM B (papMakoriee SImoHuH U T.11.

XoTd coaepKaHWEe COSIWHEHHS MO HACTOSIIEMy M300peTeHHI0 B (papMamneBTUIECKOH KOMIO3HIIMN MEHS-
eTCcsl B 3aBUCHUMOCTH OT JO3WPOBAaHHOHN ()OPMBI, JO3BI COSAWHEHHS IO HACTOSMIEMY M300pETCHHIO U T.I., OHO
COCTaBJISET, HarpuMmep, ot npubimsutensHo 0,1 no npudnusurensHo 100 mac.%.

[Ipu mpoU3BOICTBE OpaTBHBIX MpPENapaToOB, IMPU HEOOXOIMMOCTH MOXKET HAHOCUTHCS MOKPHITUE C LENBIO
MAaCKUPOBAHHUS BKYyCa, IPUIAHUS YCTOHUYUBOCTH K KUCIIOW CPEJIC KETyIKa WU YBEIIMICHUS CPOKA XPAHCHHUS.

IIpuMepsl OCHOBBI JUTS IOKPBITHH, IPUMEHICMBIX JJII HAHCCCHHS HAa TAOJICTKH, BKIIOYAIOT MOKPBITUS HA
CaxapHOW OCHOBE, TOKPBITUS Ha OCHOBE BOJHBIX ITUICHOK, MIOKPHITHS Ha OCHOBE KUIICYHBIX IUICHOK U MOKPBITUS
Ha OCHOBE IUICHOK C MPOJIODKUTEIFHBIM BEICBOOOKICHUCM.

B xadecTBe OCHOBBI IUISI CaXapHBIX MOKPHITHH PUMEHSIOT caxapo3y. Kpome Toro, B KOMOMHAINH C caxa-
PO30if MOTYT HPUMEHSITHCS OJHO WM HECKOIBKO BEIICCTB, BHIOPAHHBIX M3 TajbKa, OCAXICHHOTO KapOoHaTa
KaJbIHs, )KeNaTHHA, TYMMHapaOuKa, ITyJuTyJIlaHa, BOCKa KapHay0a ! T.1I.

[Tpumeps! MOKPHITHI HA OCHOBE BOJHBIX TUICHOK BKJIIOYAIOT MIOKPHITHSA HA OCHOBE TIOJIMMEPOB IIEIUTIONO3HI,
HapUMep THIPOKCUIIPOTMIILEIUIION036], THIAPOKCHIPOIHIMETIIILIEIUIIONO3b], THIAPOKCHITHIIEIUTION03bI, Me-
THUITHAPOKCHUATHIIEIUTIONO36I U T.1.; CHHTETHYECKUX MTOJMMEPOB, HAIIPUMEP MOIMBHHMAIANETANH AUI THIIAMIHO-
areraTa, aMHHOAJIKHIMETaKpriiaTHoro comonmmepa E [(TtoproBoe HaumenoBanue) Eudragit E], monuBuammmp-
POTUIOHA U T.J.; U MOJINCAXAPUIIOB, HAIPUMEP MyJUTyJIaHA | T.II.

IIpuMepbl MOKPHITHI HA OCHOBE KHUIICYHBIX IJICHOK BKJIFOYAIOT MOKPBITHS Ha OCHOBE IMOJIMMEPOB LIEILTIO-
JI03BI, HATIPUMEpP (Tajata TUAPOKCUIIPOMMIMETIIIICIUTIONO3HI, alleTaTa CYKIMHATA THAPOKCHITPOIIMETHIIIICT-
JIFOJIO3BI, KapOOKCHMETIUIICIUTIONO3EI, alleTaTta (rajara IEeJUT0I036l U T.J.; aKPUIOBEIX MOJIUMEPOB, HAIIPUMED
comnonmmMepa L meTtakpuioBoil KHCIOTH [(ToproBoe HamMmeHoBanue) Eudragit L], comonmmvepa LD merakpuino-
BOH KUCJIOTHI [(ToproBoe HamMmeHoBanue) Eudragit L-30D55], conmonmmepa S MeTakpuiIoBOi KUCIOTHI [(TOpro-
Boe HamMeHoBaHue) Eudragit S] u T.11.; a Takke IPUPOIHBIX BEMIECTB, HAITPUMED IIeJUTaka U T.1I.

[TpumMeps! TOKPHITHI HA OCHOBE IICHOK € MIPOAOJDKUTEIHHBIM BEHICBOOOKICHUEM BKITIOUAIOT OKPBITHS Ha
OCHOBE IOJIMMEPOB IIEIUTIONO03H], HAIPUMEP ATUILEIUTIONO3bl U T.1.; M aKPIIOBBIX MOJIMMEPOB, HAIIPUMEpP aMH-
HOAJKHIIMETaKpriiaTHoro comnoiuMepa RS [(ToproBoe HamMmenoBanue) Eudragit RS], cycrnensum comonmmepa
STWIaKpHIaTMETHIIMETaKpuIiIaT [(Toprosoe HanMeHoBanue) Eudragit NE] u T.1.

YTHOMSHYTBIC BBIIIC OCHOBBI TOKPBITHIA MOXHO MPUMEHSTH TIOCJIE CMEIIMBAHUS UX JBYX MU HECKOJIBKUX
Pa3HOBHIHOCTEH B OAXOISAIINX COOTHOIICHUSIX.

JIis monmydeHus: MOKPHITUH MOTYT IPUMEHSTHCS CPEJICTBA, 3AlUIIAIOIIAE OT ICWCTBUS CBETa, HAIPUMEP
OKCHUJI THTaHa, KpacHbIi okcun xkenesa (I11) u T.mm.

CoequHEHHS 10 HACTOSAIIEMY M300pETEHUIO AEMOHCTPHPYIOT HU3KYIO TOKCHYHOCTH (HapUMEp, OCTPYIO
TOKCHYHOCTB, XPOHHYECKYIO TOKCHYHOCTh, TEHETHIECKYI0 TOKCHYHOCTh, PEHPOIYKTHBHYIO TOKCHYHOCTB, Kap-
JIMOTOKCUIHOCTD, KAaHIIEPOTCHHOCTh | T.I1.) M HE3HAYUTENbHbIC T000THBIE 3P PeKkTh. TakuM 00pazom, HX MOXKHO
MPUMEHITh B Ka4eCTBE CPEACTB IS NMPO(MIAKTHKH, JICYCHUS WM TUATHOCTHKH Pa3IMYHBIX 3a00JeBaHUH y
MJICKOTIMTAIONNX (HAIIPUMED, JIIOJIeH, KOPOB, JOMaael, co0ak, KOIIeK, 00€3bsH, MBIIICH, KPBIC).

CoerHEeHHs TI0 HACTOSAIIEMY H300peTeHHIO 00aIal0T MPeKpacHOW CrocOOHOCThI0 MHruOmpoBaTh ACC
(ametnin-CoA kapOokcunasy). I[Ipumepsr ACC Bkirouaror nzodopmy, crieluUUHYIO Ui HEYCHH, KUPOBOH
TKaHM WK nokenynouHoi xenessl (ACC1); u m3opopmy, cnenuduynyro st Meinieqnoit Tkanu (ACC2). Co-
€/IMHEHHUE 110 HACTOSIIEMY M300peTeHHI0 00agaeT celeKTHBHOCThI0 B oTHomennu ACC2. B wactHocTH, co-
€/IMHEHUsI IPUMEPOB 110 HACTOSIIIIEMY U300pETEHHIO 00JIaIal0T BEICOKOH CEJIEKTUBHOCTHIO B oTHOIEHHH ACC2.

CoequHEHHs IO HACTOSIIEMY U300peTeHHIO 001a1al0T IPEKPACHON yCTOHYNBOCTBIO K META00IN3MY, U UX
MPEUMYIIECTBO 3aKJII0YACTCSA B MPOJOJDKUTEIIEHOM BPEMECHU TOIYXH3HH COCIUHCHUS, 3aTPYJTHCHHOM MeTa0o-
JM3MeE in Vivo | T.IL

Kpome Toro, coeMHEHNS 10 HACTOAIEMY H300pPETeHNIO 00IaIal0T OTIMIHOW KHHETHKOM in vivo (Hampu-
Mep, CITIOCOOHOCTHIO K ITEPOpabHOM abcopOIuH, OMOI0OCTYITHOCTHIO).

CoenuHEeHHS TI0 HACTOAIIEMY W300PETEHUIO MOTYT IPUMEHATHCS B KA4eCTBE CPENCTB IS MPO(UITaKTHKH
WJTU JICYSHUS] OKUpEHHs, Tuadera (Hampumep, nuadeta 1 Tuma, auabeta 2 Thma, Auabeta pu OEpPEeMEHHOCTH,
IradeTa TYYHBIX), THICPIHITHACMUN (HallpuMep, THISPTPUTIHIEPHIEMIH, THIIEPXOJICCTEPHHEMUH, XOJIECTEPH-
HEMUH, CBSI3aHHOM ¢ BhICOKMM conaepkanueM LDL, runo-HDL-emuu, runepaunuaeMun nocie npuema muim),
TUIEPTEH3HH, CEPICYHON HEIOCTATOYHOCTH, OCIOKHCHHUN Anadera [Hampumep, HEeBPOMATHH, HePOIAaTHH, pe-
TUHOTIATHH, TUA0CTHYCCKON KapIHMOMHOIIATHAH, KaTapaKThl, MAKPOAHTHOIIATHH, OCTCONICHHUH, THIIEPOCMOJISIPHOM
TabeTHYecKod KOMBI, MH(eKnuil (HampuMep, WHPEKIUA NBIXaTeNbHBIX MyTel, HH()EKIUH MOYCBBIBOISIIINX
myTei, MHEKIHA KTy T0YHO-KUAIIIEYHOTO TPAKTa, HHPEKIMA MATKUX KOXKHBIX TKaHEH, HH(PEKINHA HIKHHUX KO-
HEYHOCTEH), IMa0CTUICCKON raHTPEeHBI, KCEPOCTOMHUH, TUIICAKY3HH, IIePeOPOBACKYIISPHBIX PACCTPOUCTB, HAPY-
meHni nepudepruaeckoro KpoBooOpaIieHns|, MeTaboIMIeCcKOro CHHIApOMa (ITATOJIOTHH, WMEIONIEH TpH WIIH
Oonee TMpHU3HAKOB, BHIOpaHHBIX W3 THnepTpurimiepunemun (TG), Huzkoro coxepkanms HDL xomecteprna
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(HDL-C), runepTeHs3u, 0KUpeHHst OPIOMIHON 00JIaCTH M HapyIICHHE NEPEHOCHMOCTH TIIOKO3bI), CApKOIICHNH,
paxa u T.IL

UTto KacaeTcsl TUAarHOCTHYECKUX KpUTepueB nuadeta, SAmoHckoe nadberndyeckoe OO1IecTBO OMyOIMKoBa-
JI0 HOBBIE JUarHOCTHUYECKHE KpuTepuu B 1999 romy.

CortacHO 3TOW IMyOIUKauu AuadeT MPEACTaBIsIeT CO00 COCTOSIHHE, TIPU KOTOPOM IPOSIBIIIETCS JTFOO0H
W3 CIIEAYIOUINX MPHU3HAKOB: YPOBEHb TUIIOKO3BI B KPOBH HATOIIAK (KOHIIEHTPAIHS TIIOKO3BI BO BHYTPHUBEHHOMN
mia3Me) He MeHee 126 MT/mi, ypoBeHB TIIOKO3BI B TECTE Ha MEPEHOCHUMOCTh Yepe3 2 4 Tocie MepopalbHOTO
npuema 75 T rimoko3sl (75 OGTT) (koHIEHTpaIus TIIIOKO3bI BO BHYTPUBEHHOH 1uiaszme) He MeHee 200 mr/mr,
YPOBEHb IIIOKO3BI B TUIa3Me Ha CBHITHIH KeIyA0K (KOHIIEHTpaNus TIII0KO3bI BO BHYTPHBEHHOI I71a3Me) HE MEHee
200 mr/mi. YcioBus, He TOAINANAIONINE 1T0]] EPEYUCTICHHBIC BBIIIEC MPU3HAKKA IHa0eTa, W OTIMYAIONINECS OT
"COCTOSTHHSL TIPH KOTOPOM YPOBEHB IIIOKO3Bl B KPOBH HATOMIAK (KOHLIEHTPALMs TJIIOKO3bI BO BHYTPHBEHHOM
iaszme) cocrapisieT MeHee 110 Mr/m1, ypoBeHb IIIIOKO3BI Yepe3 2 4 B TECTE Ha MEPEHOCHMOCTD IIPH IIepOopalib-
HoM npueMe 75 T rimoko3bl (75 OGTT) (koHIeHTpauys TII0K03bl BO BHYTPUBEHHOH IUIa3Me) COCTABISIET MEHEe
140 mr/pn" (HOpMaJBHBIH THIT), UMEHYIOT "COCTOSIHUEM TIOTPaHUYHOTO THUMa'.

Kpome Toro, ADA (Amepukanckas JInadetnueckas Accornuanus) B 1997 romy 1 WHO B 1998 romy omy6-
JIMKOBAJIM HOBBIE THATHOCTUYECKHE KpUTEpHH nuadeTa.

CorJlacHO THM MTYOJIMKAIHMSIM AHA0ET TPECTABISIET COOOH COCTOSIHHE, TPH KOTOPOM YPOBEHB TITFOKO3bI B
KpPOBH HATOMIAK (KOHIIEHTPAITUS TIOKO3bl BO BHYTPUBEHHOW ITa3Me) He MeHee 126 Mr/mi, ypoBeHb TIIOKO3BI
yepe3 2 4 B TeCTE Ha IMEPEHOCHMOCTD IIPH IIEPOPaTHLHOM IpHeMe 75 T TIIFOKO03bI (KOHIIEHTPANHUs TIIFOKO3BI BO
BHYTPUBEHHOM 11a3Me) coctaBisieT He MeHee 200 mr/mj.

CornacHO yIOMSHYTBIM BBIIIE MYOIHKALMSAM IIOHWKEHHAs] TIEPEHOCHUMOCTD TJTFOKO3BI SIBJISIETCSI COCTOSIHHU-
€M, IpY KOTOPOM yPOBEHb caxapa B KPOBH HAaTOIIaK (KOHLEHTpPAIMs TJIIOKO3bI BO BHYTPUBEHHOMW IUIa3Me) Co-
cTaBisieT MeHee 126 MI/u1 1 ypOoBEHb INIIOKO3BI 4epe3 2 4 B TECTE Ha IIEPEHOCHMOCTD IIPU TIEPOPAITBEHOM MpHEMe
75 T IrOKO3bI (KOHIICHTPAIUS TITFOKO3bI BO BHYTPUBCHHOM IIa3Me) coctaBiseT He meHee 140 mr/mn u McHee
200 mr/man. CornacHo nmy6mukanun ADA cocTosiHHE, TP KOTOPOM YPOBEHb INIIOKO3BI B KPOBHM HaTomak (KOH-
IIEHTPAIUS TITIOKO3bI BO BHYTPHUBEHHOH T1a3me) He MeHee 110 mr/am u menee 126 mr/mi, umenyiot IFG (Hapy-
MICHHBIH ypOBEeHb TIOKO3bI HaTomak). CormacHo myOsmmkammu WHO cpenn coctosinuii IFG (HapymieHHOTO
YPOBHSI TIIIOKO3BI HATOINAK) COCTOSTHHE, IIPH KOTOPOM YPOBEHB TIIOKO3BI Uepe3 2 4 B TECTE Ha MEPEHOCHMOCTh
TIPY TIEPOPATHLHOM IIpHeMe 75 T TIIIOKO36I (KOHIIEHTPAIHS TIFOKO3Bl BO BHYTPUBEHHOH IIIa3Me) COCTABISIET Me-
Hee 140 mr/mn, umenytot IFG (HapyIeHHAs TITMKEMUS HATOIIAK ).

CoennHEeHHE 0 HACTOAIIEMY M300PETECHHIO MOKET TaKXKe MIPHUMEHATHCS B KAUeCTBE CPEACTBA I MPpohu-
JAKTUKU WM JICYeHHUs AuadeTa, COCTOSIHUS MOTPaHUYHOTO THIA, YXYIIICHHOW IepeHOCUMOCTH Imoko3sl, IFG
(HapymeHHOTO YpOBHS INIIOKO3bI Hartomak) u IFG (HapyrieHHOH TIIMKEMUH HATOIIAK), KOTOPBIC ONpPECISIOT B
COOTBETCTBHHM C YHOMSIHYTBIMH BBIIIE HOBBIMH JHarHOCTHYECKUMHU KpuTepusMu. Kpome Toro, coequneHue 1o
HaCTOSIIEMY N300pETEHUIO MOXET MPEISITCTBOBATE ITPOTPECCUPOBAHMIO COCTOSHUS IMOTPAaHUYHOTO THMA, YXY/I-
IIEHHOHW nepeHocuMocTH Tiroko3bl, IFG (HapymeHnHoro ypoBHs Tiroko3sl Haromiak) wiu IFG (HapymeHHOM
TJINKEMUH HATOIIAK) B THA0CT.

[TockonbKy COeTMHEHNS 10 HACTOSIIEMY H300peTeHII0 001aJaf0T CIIOCOOHOCTHIO OJABIISATh YBEITHICHHUE
MAacchl Tella, UX MOKHO IPUMEHSTh B Ka4eCTBE WHTMOUTOPOB MPUPOCTAa MACCH Tela y MileKonuTaromux. Leme-
BOEC MIICKOIIMTAIOIIEE MOJXKET SBIATHCSA JIIOOBIM MIICKONHUTAIOUINM, Y KOTOPOTO HEOOXOAWMO MPEIOTBPATHTH
yBeJIM4EeHHE MacCHl Tena. OmacHOCTh YBEIMYCHUS MAcChHl Tela Y MIIEKOITUTAIOIIX MOYKET HMETh TEeHETHIECKYIO
MIPUPOY WK MOXKET OBITh CBs3aHA C 32a00JICBaHUSAMH, BBI3BAHHBIMU 00pa30M >KH3HH, HAPUMEDP ANAOETOM, TH-
NepTEeH3UeH W/WIN THIIEPIUITUICMUCH U T.11. YBEIMYEHNE MacChl Tela MOKET OBITh BBI3BAHO M30BITOYHBIM ITH-
TaHWEM, PAllMOHOM C OTCYTCTBHEM OajaHca ITUTATEJbHBIX KOMIIOHEHTOB WJIM SIBIISITHCS CIIEACTBHEM COITYTCT-
BYIOIIETO MpUeMa JICKAPCTBEHHBIX CPEJNICTB (HAPHUMEDP, CPEACTB AJISI YIy4IIeHHs YyBCTBUTEILHOCTH K HHCYIIH-
HYy, IMEIOIUX CBOHCTBA aroHUCTOB PPARY, Takux Kak TPOTJIMTA30H, PO3UTIINTA30H, SHIJINTA30H, [IUTIMTA30H,
MHUOTJINTA30H | T.1.). KpoMe Toro, yBeianueHne Macchl Tena MOXKET HPEIIIeCTBOBATh OKUPEHUIO HITH TIPEJICTaB-
JSATH cOOOH yBENWYEHHE Macchl Tela y MallMeHTOB ¢ okupeHneM. OXHUpeHue B HaCTOSIIEM H300peTeHUN oTIpe-
JlenseTcs Kak 3HaueHune koddduiuenta Maccsl Tena BMI (macca tena (kr)/[poct (M)’]) He MeHee 25 uIs KuTe-
neit Slnonnu (xputepuit SAnonckoro O6mectBa ccnenoBanus Oxupenusi) win He Menee 30 st xureneit 3a-
naga (kputepuiir WHO).

CoennHeHHE TI0 HACTOAIIEMY M300pETCHUIO IPUMEHUMO TaKKe B Ka4eCTBE CPEIACTBA IS MPO(PHIAKTHKH
WM JICICHUS OXKUPEHHS 0€3 YBEINMICHUS MACCHI Tela.

Coenunenne Gpopmyisl (I) mpuMEeHUMO B Ka4eCTBE CPEACTBA TSI MPOGUITAKTHKY WK JICUCHUST MeTab0JIr-
YecKoro cuHApoMa. [IOCKONBKY y ManueHToB ¢ MeTaOOJMYEeCKUM CHHIPOMOM HaONIOMaeTcs OYeHb BBICOKAsS
4acTOoTa MOSBJICHUS CEPICYHO-COCYIUCTHIX 3a00JIEBaHNH 10 CPABHEHHMIO C TALMEHTaMH, CTPAIAIOIUMHK EINHCT-
BEHHBIM 3200JIeBaHUEM, BBI3BaHHBIM 00pa3oM H3HH, NPO(HIaKTHKA WK JIeYeHHE METab0IMIECKOT0 CHHAPOMa
OYEHb BaYKHBI IS MPOPIIIAKTHKN CEPIEUHO-COCYTUCTHIX 3a00JICBaHU.

Kpurepun nmuarnoctuku Merabonmdeckoro cuaapoma oowssieHsl WHO B 1999 rogy u NCEP B 2001 ro-
ny. CornacHo kpurepuro WHO y nanmenTta tuarHocTUpyeTcsl MeTaOOIMYEeCKUH CHHIPOM IIPU HAJIMYUU KaK MH-
HUMYM JIByX IIPU3HAKOB W3 YWCJa a0JJOMHUHAIBHOTO OXKUPEHHS, TUCIHUITNAEMHUHN (BBICOKOTO COJICp KaHHs TPHT-
munepunoB (TG) wim Hu3koro comepkanus HDL) u runepreHsun, B JOMOJIHEHNE K THIEPUHCYIUHEMHUH WIIH
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MOHIKEHHOH nepeHocuMocTH rimoko3sl (World Health Organization: Definition, Diagnosis and Classification of
Diabetes Mellitus and Its Complications. Part I: Diagnosis and Classification of Diabetes Mellitus, World Health
Organization, Geneva, 1999). Cornacao kputeputo Adult Treatment Panel III (nedenne B3poCHbIX MAIMEHTOB,
skcreptHas rpymma I1I) National Cholesterol Education Program (HarmonansHoii 006pa3oBaTelIbHOM MpOTpaMMBbI
0 XOJIECTEPHHY), KOTOPBIH SBISETCS MHINKATOPOM IJIsl BEICHUS WIIEMUIECKOH O0yie3HU cepamna B AMepHKe, y
MalMeHTa AUArHOCTHPYETCS METa0OIMYSCKIH CHHAPOM MPH HAJHMIUN KaK MHHHMYM TpeX IMPU3HAKOB M3 YUCIA
a0TOMUHAIEHOTO O’KHPEHUS, BRICOKOTO COICp KaHUs TPUTIHLIEPUIOB, HU3KOro copepkanmst HDL xonectepuna,
TUTICPTEH3UA W TIOHWKEHHON TepeHocuMocTH riroko3bl (National Cholesterol Education Program: Executive
Summary of the Third Report of National Cholesterol Education Program (NCEP) Expert Panel on Detection,
Evaluation and Treatment of High Blood Cholesterol in Adults (Adults Treatment Panel III). The Journal of the
American Medical Association, vol. 285, 2486-2497, 2001).

CoequHEHHS 10 HACTOSIIEMY M300pPETEHHIO MOYKHO TaKKe NMPUMEHSThb, HAlpPUMEp, B KaueCTBE CPEJICTB
JUISt TIPO(MIIAKTUKY WM JICYEHHUST OCTEOIOpo3a, KaXxeKCHH (HarpuMep, KapInHOMAaTO3HOW KaXeKCHH, TYyOepKy-
JIE3HOW KaXeKCUH, AMA0ETHYeCKOH KaXeKCHH, KaXEKCHH, BBI3BAHHOW OOJIE3HBIO KPOBH, 3HIOKPUHOIATHYECKOM
KaXeKCHH, HHPEKITMOHHON KaXeKCHU WM KaXeKCUH, BRI3BAHHON MPHOOPETEHHBIM CHHIPOMOM HUMMYHOIC(HIIH-
Ta), KUPOBOW AMCTpOPHH TIEUSHH, CHHIpPOMA IOJIMKHCTO3a SIMYHMKOB, MOYCUHBIX 3a00JeBaHUM (HAIpUMeED,
nuabetnyeckoit HedpomaTuur, rmoMepyionedpuTa, rIIOMEPYIOCKIEpPO3a, HEYPOTHIECKOTO CHHAPOMA, TUIIEPTO-
HUYECKOTO0 HePpoCKiIepo3a, TEPMHHAIHHOTO IOYEYHOTO PACCTPOMCTBA), MBIMIEYHON aucTpoduu, uH(DapkTa
MHOKap/a, CTCHOKapuH, [epeOpOoBaCKYIIPHBIX PACCTPONCTB (HampuMmep, WHpapKTa MO3ra, KPOBOMIIHSHUS B
Mo3r), Oone3nn Amnsireiimepa, 6onesnu IlapkuHCOHA, TPEBOKHOCTH, AEMEHINH, CHHAPOMAa HEBOCHPUHUMYUBO-
CTH K MHCYJMHY, CHHIApOMa X, TUIEPUHCYJINHEMHUH, aHOMAJIBHBIX OLIYIICHWH NPU T'MIIEPUHCYIMHEMHH, CHH-
JpoMa pa3IpaKEHHOTO KHIICYHUKA, OCTPOI MM XPOHUYECKON AMapeH, BOCTIAIIMTENbHBIX 3a00eBaHui (Hapu-
Mep, PeBMaTOMIHOTO apTpUTa, 1e(OPMHUPYIOIIEro CIOHAMINTA, OCTE0APTPHTa, JIIOMOAro, MoAarpsl, Mocieorne-
PalMOHHOTO WM HOCTTPaBMAaTHUECKOTO BOCHAJNICHNUS], OTeKa, HEBPAJITUH, ()apUHTOJIApUHTHTA, IINCTHTA, TeIaTH-
Ta (BKJIIOYasi HEAJKOTOJIbHBIN CTEaTOrenaTHT), THEBMOHHH, ITAHKPEaTHTa, YHTEPHUTA, BOCTIAIINTEIBHBIX 3a00J1e-
BaHUH KWIICYHWKA (BKIIOYAs BOCIAJIHTEIBHBIH KOJHUT), S3BEHHOTO KOJIUTA, TOPAXKECHUS CIM3UCTON 000JI0YKH
JKemyaka (BKITIoUas MOpaKeHUE CIU3MCTON OOOJIOUKH KETYIKa, BRI3BAHHOE ACITUPUHOM)), TIOPAKESHUS CIIA3H-
CTOH 00OJIOYKM TOHKOTO KHIIEYHHKA, TUCHYHKIMH SHUICK, CHHIAPOMA OKUPEHUS BHYTPEHHUX OPTaHOB WX cap-
KOTICHUU.

Kpowme Toro, coemHeHus 1Mo HACTOSAMIEMY W300pETEHHIO MOTYT TakKe MPUMEHSITHCS B Ka4eCTBE CPEICTB
JUTS IPO(MITAKTUKA WM JISYCHUS Pa3lIMYHBIX PaKOBBIX 3a00JI€BaHMil (B YaCTHOCTH, paka TPyIH (HampuMmep, UH-
Ba3UBHOM KapLUHOMBI NPOTOKOB, KapIMHOMBI IIPOTOKOB in situ, BOCTIAJIMTEIBHOTO paka IPyAM H T.II.), paKa
npocTatsl (HalpuMep, TOPMOHO3aBHCHMOTO paka INPOCTaThl, TOPMOHOHE3aBHCUMOIO paka INpOCTaThl M T.IL.),
paxa ImoJiKeITyI0YHOH JKele3bl (HanpuMep, paka IMPOTOKOB IOJPKEITy JOYHON XKeJle3bl U T.I1.), paka jkeiyaKa (Ha-
npuMep, ManwULIPHON aJeHOKapIMHOMBI, MYLIMHO3HOW aJeHOKapLUHOMBI, aJeHOCKBAMO3HOW KapLUUHOMBI H
T.IL.), paKa JITKUX (HampuMmep, HEMEIKOKIETOYHOTO Paka JIETKUX, MEJIKOKIETOYHOIO paKa JIETKHX, 3J0KauecT-
BEHHOW ME30TEIHOMBI H T.II.), KOJOPEKTAILHOTO paka (HalpuMmep, raCTpOMHTECTHHAIBHON CTpOMalbHON Omy-
XOJIH 1 T.II.), paKa MpsIMO¥ KUIIKH (HaIIpAMep, FaCTPOMHTECTHHAIBHON CTPOMAIEHON OITyXOJH H T.I1.), KOJIOPEK-
TaJBHOTO paka (HampuUMep, CEMEWHOTO KOJOPEKTAaJbHOTO paKa, HACIEICTBEHHOTO HEMOJHIIO3HOTO KOJOPEK-
TaJILHOTO PaKa, TaCTPOMHTECTHHAIBHOIN CTPOMAIBFHON OITyXOJH M T.II.), paka TOHKOTO KHIIEYHHWKA (HampuMep,
HEXOJDKKUHCKOH THMM(OMBI, TaCTPOMHTECTHHAIBHOW CTPOMANTBGHONW OMYXOJH M T.I1.), paka MUIIEBOA, PaKa JBe-
HaIIATHIIEPCTHON KHIITKHU, paKa s3bIKa, (hapuHTea IhbHOTO paka (HampuMep, paka HOCOTJIOTKH, Me30(hapHHTeab-
HOTO paka, runogapuHreatbHOr0 paka | T.01.), paKa CIFOHHBIX JKelle3, OITyXoJeil Mo3ra (Harpumep, acTpOLUTO-
MBI IIUIIKOBUAHOTO Tejla, MUIOLHUTapHON acTpOLUUTOMEI, AU((GY3HOH acTpOIUTOMBI, aHAIIACTHYECKOH acTpo-
IIUTOMBI | T.IL.), IIBAHHOMBI, paKa Ie4eHH (HampuMep, IEPBUYHOIO paKa IeYeHH, BHEICUCHOUYHOTO paKa yed-
HBIX ITyTeH W T.II.), paKa Mo4eK (HampuMep, MOYeYHO-KJIETOYHOH KapLMHOMBI, YPOTEINaIbHON KapLHHOMEI 0~
YEeYHOH JIOXaHKM ¥ MOYEBBIBOIINX IMyTEeH U T.I1.), paka eTYHbIX MyTeH, KapIIHOMBI SHIOMETPHsI, paKa IIeH-
KA MaTK{, paka SUYHUKOB (HaImpuMep, KaplMHOMBI SIHTENUsS SMYHUKOB, BHETOHAJHOW >MOpHOHAIIBHO-
KJICTOYHOW OITyXOJIH, SMOPHOHAIBEHO-KJICTOYHONW OITyXOJH SHYHUKOB, OITyXOJH SIMYHUKOB C HU3KHAM 3JI0KaYeCT-
BEHHBIM TOTCHIIMAJIOM H T.IL.), paka MOYEBOTO Iy3bIps, paka MOUYEBBIBOAAILINX IyTeH, paka KOXH (Hampumep,
BHYTPUTJIA3HOHW (TJ1a3HOM) MEIaHOMBI, KapIIMHOMBI KJIETOK Mepkems W T.I.), TeMaHTHOMBI, 3JI0Ka4eCTBEHHON
TM(OMBI, 3T0OKaYECTBEHHOW MENAaHOMBI, paka IIMTOBHIHOW JKele3bl (HalpuMep, MeIyJUIIPHOTO paka IIUTO-
BUIHOM JKeNe3bl U T.I1.), paka OKOJOIIUTOBUIHOM JKEeIe3bl, paKa IOoJIOCTH HOCa, paka IMPUIaTOYHOH Ma3yxu HOca,
oryxoJieil KocTelt (HampuMep, OCTEOCapKOMBI, OIyXOJIH DBHUHTA CapKOMBI MAaTKH, CAPKOMBI MSTKHX TKaHEH U
T.IL.), COCYIUCTOH (UOPOMBI, PETHHOOIACTOMBI, paKa ITOJOBOTO WIEHA, COJIMIHON OIyXOJH SIMYEK B JIETCTBE
(HanpuMep, NETCKON OITyXOJIM IOYeK - olyxoiu BuibMmca u T.11.), capkombl Kamomm, capkomsr Karmomm, siB-
msromteticst cinencrtsueM CIINM/L, omyxonu BepxHeW 4emocTH, pUOPO3HOW TMCTHOLUTOMEI, JEHOMHOCAPKOMBI,
pabnoMHOCapKOMBI, JelikeMHuH (HanpuMep, OCTPOH MHEIOMIHOM JIeHKeMIH, OCTpOH TMM(OOIACTHOH IeHKkeMUn
U T.IL) U T.JL.).

CoequHEHNE IO HACTOSIIEMY M300pPETCHHIO MOXET TaK)Ke NMPHUMEHATHCS [UISi BTOPUYHON MPO(UIAKTHKH
WM TIOJIaBJICHUS MPOTPECCUPOBAHUS PA3IUYHBIX 3a00JI€BaHMH, YIIOMSHYTHIX BBIIIEC (HAIPUMEp, CIIydaeB cep-
JIETHO-COCYAUCTHIX 3a00JIeBaHUH, TAKNX Kak MH()APKT MUOKap/a H T.I1.).
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XoTs 103MPOBKA COEMHEHUS 10 HACTOAIIEMY H300PETEHHIO MEHSETCS B 3aBUCHMOCTH OT CyOBEKTa, KOTO-
POMY OCYIIECTBIISICTCSI BBEICHHE, ITyTH BBEICHHS, 1IEJIEBOTO 3a00JIeBaHNsl, CHMIITOMOB H T.II., HAIIPUMED, B CITy-
Yyae TIepOpaIEHOTO BBEICHUS B3POCIOMY HAIMEHTY C OXKHUPEHHUEM, 3Ta JO3UPOBKA, KaK MPABUIO, COCTABISET OT
0,01 mo 100 mr/kr mMacchl Tena, mpeanoututessbio ot 0,05 o 30 Mr/Kr Macchl Tena, 6ojee MPeANOYTHTETHEHO OT
0,1 mo 10 mMr/kr Macchl Tena 3a OJHO BBEACHHE, eile OoJiee MpearnodTuTeapbHo oT 0,1 10 2 MI/KT Macchl Tena 3a
OJTHO BBEZICHHUE, IPHYEM BBEICHHE XKEJIATEeIHHO IIOBTOPSITH OT OJHOTO JI0 TPEX pa3 B ICHb.

C menpio yaydIeHust IeHCTBUS COSIMHEHUS 110 HACTOSIIEMY N300pETEHUIO MIIM YMEHBIICHUS O3Bl 3TOTO
COCIMHEHHUS W T.I. YKa3aHHOE COCAWHEHHE MOXKHO IPHUMEHSTh B KOMOWHAIIMH C APYTMMH JIEKapCTBEHHBIMHU
CpEe/ACTBaMH, HAIIpUMEp TEPANEBTUUECKUMHU CPEICTBAMH IIPOTHB JTMa0eTa, TePaeBTHUECKIMHU CPEICTBAMH IIPO-
THB OCJIOKHEHHUH nualera, TeparneBTHYECKUMH CPEICTBAMH NMPOTHB THIIEPIMITUIEMHH, TPOTHBOTUIIEPTOHNYE-
CKHUMH CpEJICTBaMH, CPEICTBAMH MPOTHUB OXHUPEHUsS, ANypETUKaMU, aHTUMUKPOOHBIMU CPEICTBaMK U T.II. (za-
JIee 10 TEKCTY COKPAICHHO MMEHYEMbIMH COITyTCTBYIOIIMMH JICKAPCTBEHHBIMHU CpEACTBaMu). Bpems BBeneHUs
COEIMHEHUSI TI0 HACTOSIIIIEMY M300PETEHHIO M BPEMs BBEACHHS COIYTCTBYIOIIETO JEKapCTBEHHOTO CPEJCTBA HE
OTPaHHWYEHBI, ¥ 3TH COITYTCTBYIOIIME JIEKAPCTBEHHBIC CPEJICTBA MOTYT IIPEACTABISATE COOOH HU3KOMOJICKYJISIP-
HBIE COCIMHEHUS, BRICOKOMOJICKYIISIPHBIEC O€NTKM, OJIUIIENTH B, aHTUTENA, BAKIIUHBI U T.II. DTH JIEKapCTBEHHBIE
CpeICTBa MOXKHO BBOJUTH OZHOBPEMEHHO WIIM ITOTIEPEMEHHO C BBEJICHHEM COCIUHEHHI MO HACTOSIIEMY H30-
Opetennio. KpoMe TOro, coeIMHEHNE 110 HACTOSIIEMY H300PETEHUIO U COMMYyTCTBYIOIIEE JIGKAPCTBEHHOE CPEICT-
BO MO’XKHO BBOJWTH B BHIE JBYX PasziIMYHBIX MPEMApaToB, COAEPKAIINX COOTBETCTBYIOIINE IEHCTBYIOMINE MH-
TPEIUEHTHI, WM OJHOTO TIperapaTa, B KOTOPBIH BKIIOYEHBI 00a IEHCTBYIOIINX HHIPEINCHTA.

[IpaBuibpHOE OTpenenicHre TO3UPOBKH COIMYTCTBYIOIIETO JIEKAPCTBEHHOTO CPEACTBA MOYKHO OCYIIECTBUTH
Ha OCHOBaHMHU JO3UPOBKH, MPUMEHSIEMOHN B KIMHMYECKOl mpaktuke. Kpome Toro, cooTHomeHue, B KOTOPOM
COBMECTHO NPHUMEHSIOT COSANHEHUE N0 HACTOSALIEMY M300PETEHHIO M COIYTCTBYIOIIEE JIEKapCTBEHHOE CPEJCT-
BO, MOYXHO OIIPEJEIUTh HAUICKAIIUM 00pa3oM ¢ y4eTOM CyOBEKTa, KOTOPOMY OCYIIECTBIISICTCS BBEJCHHUE, Iy TH
BBEJICHHMS, 1I€JIEBOT0 3a00JI€BaHNsI, COCTOSIHUS, KOHKpETHOW KOMOMHAIMKU ¥ T.1. Hanpumep, ecnu cyObekT sBIIS-
€TCsl UeJIOBEKOM, COIYTCTBYIOIIEE JIEKApCTBEHHOE CPEACTBO MOXKET MpUMEHAThCs B komuuecTtse oT 0,01 o 100
Mac.d. Ha 1 Mac.4. COeMHEHS 10 HACTOSIIEMY N300pEeTeHHIO.

[Ipumeps! TepaneBTHYECKIX CPEACTB UIA JICUCHUS quadeTa BKITIOYAIOT Mpernaparbl HHCYJIHHA (HaIpuMep,
npenapaTsl HHCYJIMHA )KUBOTHOTO IPOUCXOXKICHHS, TOTYICHHBIEC U3 TIODKEITYAOYHBIX JKeje3 KOPOB MM CBHHEH;
mpernapaTsl 9eJ0BEYECKOTO MHCYINHA, MOJYYCHHBIE C MOMOIIBI0 TEHETHYECKHX METOIUK C HCIIOE30BaHHEM
Escherichia coli mim apoxokeid; THHK HHCYJIMH; IPOTaMUH ITUHK WHCYJINH; (JparMeHThI M IPOU3BOIHBIC HHCY-
nmuHa (Hanpumep, INS-1), mepopaibHbIe penapaTbl HHCYJINHA), CPEICTBA ISl TIOBBIIICHUS BOCTIPUMMYHUBOCTH K
MHCYJHMHY (HampuMep, MHOTJINTa30H MM €ro CONH (TPEeNNOYTHTENEHO THAPOXIIOPH), POCUIIIUTA30H WK €T0
coiu (TIPEAIOYTHTEIBHO, ManieaT), merariaunace, AMG-131, 6anarnmurazon, MBX-2044, puBorinuTaszoH, aer-
JUTa3ap, Yurimrasap, goodermurazon, PLX-204, PN-2034, GFT-505, THR-0921, coeaunenus, onucanusie B WO
2007/013694, WO 2007/018314, WO 2008/093639 mmu WO 2008/099794), HHTHOUTOPHI OL-TIIFOKO3UIa3bl (Ha-
npuMep, BOTIM003y, akap0Oo3y, MHIIIUTON, SMUIJINTAT), OUryaHu sl (HanpuMmep, MeThopMuH, OyQOpMUH HIH
ero conu (Hampumep, TUAPOXJIopuA, GpyMapat, CyKIMHAT)), CTUMYJISITOPEI CEKPELMH MHCYJIMHA [CYIB(OHUIMO-
YCBHHBI (HAIpUMEp, TOJOYTaMUI, TIHOCHKIAMUJ, TIMKIA3WI, XJIOPHPOIAMHU, TOJa3aMHJ, alETOreKCaMU,
TIINKOTIMPaMHU, TIUMETHPHL, TIUIMH3HUI, TIHOY30J1), peNarifnHu, HaTeTJTHHU, MUTHTJIMHUI WIN THIPAT €ro
KaJbIIMEBOW COJIM], MHTHOMTOPHI AUNENTHANI NenTruaas3sl 1V (Hanpumep, alOTJIHANTHH, BWINATIUITHH, CUTAT-
qunTuH, cakcarnuntuH, BI1356, GRC8200, MP-513, PF-00734200, PHX1149, SK-0403, ALS2-0426, TA-
6666, TS-021, KRP-104, 2-[[6-[(3R)-3-amuHO-]-uniepununmni]-3,4-muruapo-3-mMmetui-2,4-auokco-1(2H)-
MUPUMUANHUI [METHI|-4-)TOPOCH30HUTPMII MJIM €T0 COJb), aroHucThl B3 (Hampumep, N-5984), aroHuctsr
GPR40 (mampumep, coeauaenus, onucanupie B WO 2004/041266, WO 2004/106276, WO 2005/063729, WO
2005/063725, WO 2005/087710, WO 2005/095338, WO 2007/013689 mmu WO 2008/001931), arorucTs! pe-
nenropa GLP-1 [mampumep, GLP-1, GLP-IMR, muparmortun, skcenatua, AVE-0010, BIM-51077,
Aib(8,35)hGLP-1(7,37)NH,, CJC-1131, anOuriaroTH], aroOHACTH aMIIHHA (HATIPUMEp, MPAMIMHTH]), HHTHOH-
Topsl hochorupo3un docdaTaspl (HanpuMep, BaHAIAT HATPHUs), HTHTHOUTOPHI TIIIOKOHEOTeHe3a (HarpuMep, UH-
THOUTOPHI TIAMKOreH(ochopmiiassl, HHTHOUTOPHI IIIOK03a-6-(hochaTasbl, aHTATOHNUCTHI TIIOKArOHa, HHIMOHUTO-
pst FBP-azbr), uarn6urtopst SGLT2 (HaTpuii-3aBUCHMOro KOTpaHCIIOPTEpa TIIF0KO3bI 2 TUIA) (HarpuMep, Jerar-
mudmosun, AVE2268, TS-033, YM543, TA-7284, pemormuduosun, ASP1941), uarubutoper SGLT1, uarutu-
Topsl 11B-ruapokcuctepoun neruaporeHassl (Hampumep, BVT-3498), aqumoHEeKTHH WM €0 arOHHUCTHI, HHTH-
outopsl IKK (manpumep, AS-2868), cpencrsa, yaydmiaonye YCTOHYMBOCTh K JIENITHHY, arOHUCTHI PEeLenTopa
COMATOCTaTHHA, aKTUBATOPHI TIIOKOKWHA3bl (HanmpuMmep, nuparauatua, AZD1656, AZD6370, TTP-355, coenn-
HeHmsA, ommcanHele B WO 2006/112549, WO 2007/028135, WO 2008/047821, WO 2008/050821, WO
2008/136428 nmm WO 2008/156757), GIP (rirox03a-3aBUCUMBI HHCYJIMHOTPOIHBIN TIETITH/) | T.11.

[Tpumeps! TepameBTHUECKUX CPEACTB AJIS JICUCHUS OCTIOKHEHUH nradeTa BKIIOYAIOT HHTHOUTOPHI alba03a
penykraspl (HampuMmep, TOJIPECTAT, dMmajpecTtaT, 3omoipectar, pumapecrar, CT-112, panmpectat (AS-3201),
IMaopecTar), Heiiporpoduueckuil (pakTop M IpenapaThl, MOBBIIIAIOIINE ero ypoBeHb, (Hanpumep, NGF, NT-3,
BDNF, Heliporpoduueckue GpakTopsl U CPEICTBA, MOBHIILIAIOIINE X YPOBHHU (HanpuMmep, 4-(4-xiaophennn)-2-(2-
MeTHI- | -uMuaazonmn)-5-[3-(2-MeTinh e HOKCH ))IIPOITHIT |okca3oi, omucaHueii B WO 01/14372, coenuHeHwe,
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ommucanHoe B WO 2004/039365), cpenctBa, CiocoOCTBYIOIINE PereHEpallii HEPBHOM TKaHU (Hampumep, Y-128),
uaruouropsl PKC (wanpumep, pubokcuctaypuna mesunar), nHruoutopsl AGE (manpumep, ALT946, nmuparox-
canTuH, N-penanunruazonus 6pomua (ALT766), ALT-711, EXO-226, nupuaopwuH, MUPUAOKCAMHH), arOHUCTHI
penentopa GABA (Hanmpumep, rabaneHTHH, peradainH), HHTHOUTOPH 00paTHOTO 3aXBaTa CEpOTOHWHA HOpaJ-
peHaiMHa (HaNpUMep, AYJIOKCETHH), MHTHOUTOPHI HATPHEBOTO KaHaja (HampuMep, JJaKO3aMHI), TOTIOTUTEIIH
aKTHBHOTO KHCJIOpO/a (HallpuMep, THOKTOBYIO KUCIIOTY), CPEICTBA A PACIIMPEHHs COCYA0B Mo3ra (Harpumep,
THAITypHUJ, MEKCUJIETHH), arOHUCTHI perentopa comaroctaTuaa (Hanpumep, BIM23190), HHTHOUTOPHI KHHA3BI-
1, perynupyromeii curaai amontosa (ASK-1) u 1.1

[Tpumeps! TepamneBTHYECKUX CPENCTB JUIS JICUCHHs THIIEPIMITMAEMHUN BKIIOYAIOT CTATHHBI (HarpuMmep,
npaBacTaTWH, CUMBACTaTHH, JIOBACTATHH, aTOPBAaCTaTHH, (JIyBacTaTHH, PO3yBAaCTATHH, NHUTABACTATUH WM HX
COJIM (HampHMep, HaTPUEBBIE COJM, KAIbLUEBBIE COJIN)), MHTHOUTOPHI CHHTE3a CKBaJICHA (HAaIpUMeEp, COeIUHe-
Husg onmcanuele B WO 97/10224, nampumep, N-[[(3R,5S)-1-(3-anerokcu-2,2-qumerninponmun)-7-xaop-5-(2,3-
JuMeTokcudenm)-2-okco-1,2,3,5-rerparunpo-4, 1 -6eH30Kca3enMH-3 -1T |ale THII | TUTIepUANH-4-yKCYCHYI0O  KH-
cioty), ubparsl (Harmpumep, Genzapudpar, knodudpar, cumpuodpat, kKIMHOGUOPAT), AHHOHOOOMEHHBIE CMOJIBI
(Hammpumep, KOJIECTUPaMUH), TPOOYKOII, MpenapaThl HAIKOTHHOBOW KUCIIOTHI (HAampuMep, HUKOMOJI, HUIIEPUTPOJT,
HHMACIIaH), 3THJ UKO3aIleHTaT, QUTOCTEpHHBI (HanpuMep, COsICTEPOJI, Y-OpU3aHOoJ1), HHI'MOUTOPHI abcopOmu Xo-
nectepuHa (Hanpumep, 3etua), uHruOuTOpsl CETP (Hampumep, mammerpanu0, aHanerpamu0), npenaparsl o-3
JKUPHBIX KUCJIOT (Hanpumep, 3THiIoBbIe 3Gupbl 90 ®-3 KUPHBIX KUCIIOT) H T.I1.

ITpumeps! TPOTUBOTUIEPTOHUIECKUX CPEACTB BKIIOYAIOT WHTHOUTOPBI aHTHOTEH3WH-TIPEBPAIIAIOIIETO
(dhepmenTa (HampuMep, KarnTOMpWII, dHAIANPWII, ASIanpuil W T.1.), aHTArOHUCTHI aHrwoTeH3nHa 11 (Hampumep,
KaHJecapTaH LMICKCETHIa, KaHAecapTaH, JO3apTaH, JI03apTaH KalWs, SMpocapTaH, BaJICApTaH, TEIMHCApPTaH,
upbecapTaH, TacocapTaH, OJIMEcCapTaH, OJMEecapTaHa MEIOKCHMMI, a3uicapTaH, a3uicapTaHa MEJOKCHMUI),
AHTarOHUCTHI KaJblus (HaIpUMep, MaHUANIHNH, HU(EAUTINH, aMIOANINH, 3()OHNANIINH, HUKAPAUIIHH, aMJIOIHU-
NIVH, KJIMHUAWIMH 1 T.01.), B-00KaTOphl (HanpuMep, METONPOJIOI, aTeHOJION, MPOIPAHOJION, KapBe IO, TIHH-
JI0J10JT), KIIOHUMH H T.II.

ITpumeps! cpeacTBa NPOTHB OXKHUPEHUSI BKIIOYAIOT HHTHOUTOPHI YCBOGHHUS MOHOAMUHOB (Hampumep, QpeH-
TEpMHH, CHOYTpaMHH, Ma3uH0J, (DIIyOKCeTHH, Te30()eH3HMH), arOHUCTHI perenTopa ceporonnna 2C (Harpumep,
JIOpPKAacepyH), aHTarOHUCTHI perenTopa ceporonnHa 6, GABA moxynsaTopsl perientopa rucramusa H3 (Hampu-
Mep, Tomupamar), antaroHuctsl pernentopa MCH (nampumep, SB-568849; SNAP-7941; coenuHeHus, OMUCAH-
Hele B WO 01/82925 mimm WO 01/87834), antaronuctsl Heliporientuaa Y (HarmpuMmep, BEJHENEPUT), aHTar OHHU-
CTBl KaHAOMOMJHOTO pelenTopa (HalpuMmep, pUMOHA0aHT, TapaHaOaHT), aHTarOHUCTHI I'PEJIMHA, AaHTATOHUCTEI
penenTopa rpeiarHa, THrHOUTOPE! (PepMEHTA alMINPOBAHUS I'PETUHA, aHTATOHUCTHI PELENTOopa ONUOUAOB (Ha-
npumep, GSK-1521498), aHTaroHUCTH perenTopa OpeKCHHa, arOHUCTHI perenTopa 4 MeTaHOKOPTHHA, HHTHON-
Tops!l 11B-runpoxcucrepounn neruaporeHassl (Hampumep, AZD-4017), MHrHOUTOPHI JHIA3bl ITOHKEITYI0YHOMN
JKeJie3bl (HalpuMep, OpJIiCTaT, EeTHUIIICTaT), aroHUCTH B3 (HanpumMep, N-5984), HHrHOUTOPBI AMANMITITHIEPUH
armuntpadcdepassl 1 (DGAT1), marudurops anetniaCoA kap6okcunassl (ACC), HHTHOUTOPHI epMeHTa crea-
pomn-CoA necaTypasbl, HHTHOMTOpPHI Oelka MHKPOCOMAaJbHOTO MEPEeHOca TPUTIHIEPUIOB (Hampumep, R-
256918), uarnouropsl KoTpancnoptTepa Na-riroko3bl (Hampumep, JNJ-28431754, pemornudao3uH), THTHOUTO-
pet NFk (manpumep, HE-3286), aronuctet PPAR (manmpumep, GFT-505, DRF-11605), uaru6utops! pochoTupo-
3uH ¢docdaraszsl (HapuMep, BaHAIAT HATPUs, TPOLyckBeMuH), aroHucThl GPR119 (mampumep, PSN-821), akTu-
BaTOpPBI IIIOKOKMHA3bl (Hampumep, AZD-1656), nenTtrH, NMPOW3BOJHBEIEC JIENTHHA (HApUMEp, METPEJICNTHH),
CNTF (mmnmapusiii HelipoTpoduueckuii haktop), BDNF (Heliporpoduueckuii ¢pakTop Mo3ra), arOHUCTBI XOJIe-
IIUCTOKWHIHA, PenapaTsl TIoKaroH-monoonoro nentuna-1 (GLP-1) (manpumep, xuBoTHbIe npenapatsl GLP-1,
BBIJICTICHHBIE U3 ITODKEITYIOYHBIX XKeJie3 KOPOB M CBHHEH; uesoBeyeckue npenapatsl GLP-1 reHernuecku cun-
Te3UpOBaHHbIE ¢ ucronab3oBanueM Escherichia coli wmm npoxokeit, pparments! nponsBoausix GLP-1 (Hampu-
Mep, KCEHATWA, JIMpariyTua)), IpenapaTel amuianHa (Hanpumep, npamiauaTaa, AC-2307), aroHHCTHI HeHpo-
nentuaa Y (Hampumep, PYY3-36, npousBonusie PYY3-36, oounentun, TM-30339, TM-30335), npemapatsl
okcuHTOMOAy MHA: Tpenapatel FGF21 (rampumep, xuBotHble nipernapatsl FGF21, BeIgeneHHbIE U3 MOIKETY-
JIOYHBIX JKeJie3 KOPOB U CBUHEH; denoBeueckue npenapatsl FGF21, reHeTHYecKn CHHTE3UPOBAHHBIC C MCTIONb-
3oBaaneM Escherichia coli nmu mpoxokeid, ¢pparmMeHnTsl mpon3BoaHbIX FGF21)), koMOMHUpOBaHHBIEC MTpemapaThl
HaJITPEKCOHA TUAPOXJIOPUIA C MPOIOIIKUTEIBHBIM BBICBOOOXKICHHEM M OyNPONMOHA THAPOXJIOPHUIA C IPOAOII-
JKHUTEIBHBIM BBICBOOOXKICHHEM, TPOM3BOAHBIE, POJCTBCHHBIE THPOKCHHY (TOPMOHY IINTOBUIHOH JKENIE3bl), aHO-
peKcureHHsle cpeacTsa (Hanpumep, P-57) u t.a.

[Tpumeps! ANYpPETHUKOB BKIIOYAIOT NMPOM3BOJHBIE KCAaHTHHA (HAarpHUMep, TEOOPOMUHA HATPHS CANUIMIAT,
TEOOpPOMHHA KaJBIMs CAIUIMIIAT), TperapaThl THa3uaa (HaupuMep, STHa3u, UKIONCHTHAa3H ], TPUXJIOPMETHa-
3MJ, TUAPOXJIOPTHAZUA, THIPO(IyMETHA3H I, OCH3MITUAPOXIOPTHA3H, TTIEH(IIyTU3U, OIUTHA3HI, METHKIIO-
THA3W[), aHTHAJIbJOCTEPOHOBBIC TpenapaTsl (HalpHMep, CIMPOHOJAKTOH, TPHAMTEPEH), HHIHOUTOpPHI KapOo-
HaHTHIPA3bl (HAPUMEDP, ameTa3ojaMuI), XJIOpOeH30JICyIb(pOoHAMUAHBIE CpEeACTBa (HAIPUMED, XJIOPTATUIOH,
Medpy3ua, HHAAMAMHT), a30CEMHI, U30COPOUI, ITAKPUHOBAS KHUCIOTa, MUPETaHUI, OyMeTaHu, GypoceMu 1
T.IL

ITpumeps! aHTUTPOMOOTHUECKUX CPEICTB BKIIOYAIOT TEMapHHBI (HAIpUMEp, TelapyH HATpHs, TeNaphH
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KaJblYs, YHOKCATIApWH HATpUs, AajTelapyH HATpus), BapdapuHbl (Hampumep, BappapuH Kaius), TPOTUBO-
TPOMOHMHOBEIE CpeJICTBa (HalpHMep, aprarpobaH, gadburarpaH), TpoMOOIUTHYECKHE CpeacTBa (HarpuMmep, ypo-
KHMHa3y, TH30KWHA3Y, albTEIUIasy, HAaTeIIIa3y, MOHTEIIa3y, TaMUTeIIa3y), HHIHONTOPEI arperaui TpOMOOIH-
TOB (HaIpuMep, TUKJIOMUANHA THAPOXIOpHI, Kiormuaorpen, E5555, SHC530348, muiocTa3ol, STHI HKO3aICH-
TaT, OepampocT HATPHS, caprorpeiiata THIPOXJIopua, nmpacyrpeln, E5555, SHC530348), uaruoutops FXa (Ha-
puMep, puBapokcabaH, ammkcabaH, smokcaban, YM150, coemunenus, ommcanasie B WO 02/06234, WO
2004/048363, WO 2005/030740, WO 2005/058823 ummr WO 2005/113504) u T.11.

Kpowme Toro, coeanHeHHS 0 HACTOSIMIEMY M300PETCHHIO MOXKHO ITPUMEHATh B KOMOMHAIINH CO CpPE/ICTBA-
MU TPaJAUIMOHHOW KNTaHCKON MeIUIIMHEL, Harpumep bohu-tusyosan (6oxy-Tycrocan), daisaikoto (makicaiikoro),
boi-ogito (0OHM-0/KUTO) U T.II.

Bpems BBeZIeHUS YITOMSHYTOTO BBILIE COITYTCTBYIOIIETO JIEKAPCTBEHHOTO CPEACTBA HE OrPaHUUuCHO, U CO-
€/IMHEHUE 110 HACTOSILIEMY U300pETEHHIO U COITYTCTBYIOIIEE JIEKAPCTBEHHOE CPEICTBO MOKHO BBOJUTH CYyOBEK-
Ty OJHOBPEMEHHO WJIM B pa3IMYHbIC MOMEHTHI BpeMEHH. J[03MPOBKY COIYTCTBYIOLIETO JICKAPCTBEHHOT'O CpPe-
CTBa MOYKHO OIIPEEIUTH 110 JO3UPOBKE, IPUMEHIEMON B KIIMHUYECKON MPAKTHKE, U MOXHO BBHIOpATh HaJUIeKa-
muM 00pa3oM B 3aBHCHMOCTH OT CyOBEKTa, KOTOPOMY OCYIIECTBISIETCS BBEACHHUE, ITyTH BBEICHHS, 3a00JeBa-
HHH, NX COYCTAHUS H T.II.

Ha cmoco6 BBeneHHs COITyTCTBYIOMIETO JEKAPCTBEHHOTO CPEICTBA HE HAKJIAIBIBACTCS KOHKPETHBIX Orpa-
HUYCHUH, 1 BBEACHNE COSANHEHIS 110 HACTOSIIEMY H300pEeTEHIIO HeOOXOAMMO JIUIIb OOBEANHUTH C BBEICHHEM
COITYTCTBYIOIIETO JICKApPCTBEHHOTO cpencTBa. [IpuMeps! criocoda BBEACHHUS BKIIIOYAIOT CIIEIYIONINE Ty TH:

(1) BBemeHue 0JTHOTO Tperapara, MOJIy4IeHHOTO Ha OCHOBE KOMOWHAITMHM COSTUHEHHS TI0 HACTOSIIEMY H30-
OpEeTEeHHIO ¥ COMYTCTBYIOLIETO JIEKAPCTBEHHOTO CPECTBA;

(2) omHOBpEMEHHOE BBEICHHE JBYX OTAECIHHO MOJYYEHHBIX BHJOB MPENaparToB, KOTOPHIE BKIIOYAIOT CO-
€/IMHEHHUE 10 HACTOALIEMY H300PETCHHUIO M COITyTCTBYIOLIEE JIEKAPCTBEHHOE CPEICTBO, C ITOMOIIBIO OJHOTO H
TOTO K€ ITyTH BBEJCHUS;

(3) BBeneHue BYX OTAENBHO MOJYYEHHBIX BHJIOB IIPENapaToB, KOTOPHIE BKIIOYAIOT COCAMHEHHE MO Ha-
CTOAIIEMY W300pPETEHHIO M COIYTCTBYIOIIEE JEKAPCTBEHHOE CPEICTBO, C TOMOIIBIO OJHOTO W TOTO XK€ ITyTH
BBEJICHNS, B pa3HOE BPEMS;

(4) omHOBpEMEHHOE BBEACHHE JBYX OTIENBHO IOyYEHHBIX BHIOB IIPEMapaToB, KOTOPHIE BKIIOYAIOT CO-
eMHEHHE 110 HACTOSIIEMY H300PETeHNIO B COMYTCTBYIOMIEE JIEKAPCTBEHHOE CPEICTBO, C IOMOIIBIO PA3IMIHBIX
MyTeil BBEJICHUS,;

(5) BBemeHue ABYX OTAEIHHO MOJIYYCHHBIX BHIOB IPEMApaToB, KOTOPHIE BKIIOYAIOT COCAWHEHHE IO Ha-
CTOSIIIIEMY M300pPETEHHIO U COITYTCTBYIOIIEE JIEKAPCTBEHHOE CPEACTBO, C MIOMOILNBIO Pa3IMYHBIX IyTel BBexe-
HUS, B pa3HOE BpeMsl (HalpuMmep, BBEICHHE B MOPSIKE: COCUHEHHE 10 HACTOSIMIEMY H300PETEHHIO M COIYTCT-
BYIOIIEE JICKAPCTBEHHOE CPEICTBO, WM B 00pPaTHOM MOPSIIKE) U T.II.

CoOTHOIICHNE TO3UPOBOK COCIMHEHHMS 110 HACTOSIIIEMY M300pPETEHUIO U COIYTCTBYIOIIETO JIEKapCTBEHHO-
IO CpPelCTBa MOXKHO BBHIOpATh HAJIEkKALIMM 00pa3oM B 3aBUCHMOCTH OT CyOBeKTa, KOTOPOMY OCYIIECTBIISIETCS
BBEJICHHE, ITyTH BBEICHUS, 3200JICBaHUS U T.I1.

[aiee o TexcTy mogpoOHO OMHCaHBI CTIOCOOBI MTOIYYEHHS COSTMHEHNH 110 HACTOSAIIEMY H300pETEHHIO.

B mpuBeneHHBIX HIDKE CXeMaxX PEeakIi, KaXI0€ W3 MCXOMHBIX COCAMHEHHH MOKET UMeThb (hopMy coum,
€CJIM 3TO HE IMPEIATCTBYET MPOBEACHUIO peakuu. [IpuMepsl coieil BKITIOYalOT COSANHEHS, YKa3aHHbIC BHIIIE B
KauecTBe MpUMepoB coliet coequaerust popmyasi (1).

Ecmm He onmcaH KOHKpPETHHIN CHIOCO0 MOMYYCHUS UCXOAHOTO COCOMHEHUS, 3TO COSAMHEHNE MOXKHO JIETKO
npuoOpecTH B CBOOOHOM MpOoJIake MM MOJIYYUTh CIIOCOOOM, N3BECTHBIM IO CYLIECTBY, MM aHAJOTUYHBIM MY
CII0COOOM.

[MpoxyKT KaXkao# cTaguy NPUBEICHHBIX HIDKE PEaKIIMOHHBIX CXEM MOXKET UCIIOJIb30BaThCS Ha CIIEAYIOIECH
CTaJMU B BUJIC PEAKIIMOHHOW CMECH MJIM HEOUMIIIEHHOTO MPOAYKTA, MM €0 MOXHO BBIICIUTH U3 PEaKIIMOHHOM
CMECH I10 CTaHAAPTHBIM METOAMKAM M 0e3 TpyJla OYUCTUTH C TIOMOIIBIO CTAaHIAPTHBIX ITyTEl pa3/iesieHus COe/Iu-
HEHUH, HalpuMep MepeKpUCTALIM3aLUH, TIEPETOHKH, XpoMaTorpaduu.

Eciu B IpUBECHHBIX HIKE CXEMaX peakIdil MpearonaraeTcsi OCYIIeCTBICHNE PEaKINy alTKAIHPOBAHUS,
THIPONH3a, AMHHUPOBAHMA, JTEepHDUKAIUHN, aAMHIUPOBAHMA, 3TEpHU(UKAIINHN, TOIYICHHS INPOCTOro 3dwupa,
OKHCJICHHS, BOCCTAHOBJICHHUSA W T.I., 3TH PEaKIH MPOBOIAT CIIOCOOaMHU, M3BECTHBIM II0 CYIIECTBY. [IpuMeps
Takux croco0oB BiIrouaroT Meroauku, onucanusle B ORGANIC FUNCTIONAL GROUP PREPARATIONS,
ond ed., ACADEMIC PRESS, INC., 1989; Comprehensive Organic Transformations, VCH Publishers Inc., 1989
U T

Jlanee pa3bsCHSIOTCS POJOBBIC TEPMHHBI, OTHOCSIIHMECS K PACTBOPUTENSIM, KOTOPBIE MCHOJIB3YIOTCS TPU
MPOBEJCHUH OITMCAHHBIX HU)KE PeaKinil.

ITpuMeps! "HUTPUIBHBIX PACTBOPUTENEH" BKIIOUAIOT alETOHUTPUIL, IPOITMOHUTPUI U T.1I.

[Mpumepsr  "amuaueix  pactBopureseil”  BkmowaioT — N,N-mumerwindopmamun  (AM®PA), N,N-
JUMeTHIaneTaMu, N-MeTHINUPPOIUIOH U T.II.

IIpumeps! "ranoreH3aMelEHHBIX YTIEBOAOPOAHBIX PACTBOpUTENEH" BKIIIOYAIOT IUXIOPMETaH, XJIOPO-
dbopwm, 1,2-TUXIIOpITAH, YETHIPEXXIOPUCTHIN YTIEPO U T.11.

[Tpumepsl "a¢upHBIX pacTBOpuTeNeil" BKIIOYAIOT TUATHIOBBIA dQUp, AUUIONPONHIOBEIA dPUp, TpeT-

-15 -



021698

OyTui-metwioBbli adup, Terparunpodypat (TTD), 1,4-1uokcan, 1,2-TMMETOKCHUITaH U T.II.

[Tpumeps! "apoMaTHUECKUX pacTBOPHUTENEH" BKIIOUAOT OSH30II, TOIYOJI, KCHIION, XJI0pOeH30d1, (TpudTrop-
METHIT)OCH30J1, TUPUINH | T.11.

[Tpumeps! "anudarndecKkux yrieBOJAOPOIHBIX PACTBOPUTENCH" BKIIOYAIOT TeKCaH, TICHTaH, [UKJIOTeCaH U
T.IL.

[Ipumeps! "cymb(HOKCHIHBIX pacTBOpUTENeH" BKIoYaroT auMetmwicynbpokcun (IMCO) u T.1m.

[Tpumeps! "cIMPTOBBIX pacTBOpUTENel” BKIIOYAIOT METAHOJ, 3TAHOJ, MPOIAHOJ, 2-TIPONaHod, OyTaHOI,
M300yTaHOJI, TPET-O0yTaHO U T.II.

[Tpumeps! "ci10kHO3(UPHBIX pacTBOpUTEIEH" BKIIOYAIOT METHIIAIIETAT, STHJIAlETaT, H-OyTHilanerar, TpeT-
OyTuianerar M T.IL.

ITpuMeps! "KETOHHBIX PaCTBOPUTENEH" BKIIOUAIOT alleTOH, METHIIITUIKETOH U T.1II.

[Tpumeps! "pacTBOpUTEIEH U3 YNCIA OPIrAHNYECKUX KUCIOT" BKIIOYAIOT MYPAaBbHHYIO KHCIIOTY, YKCYCHYIO
KHUCIIOTY, IPOIIMOHOBYIO KHCIIOTY, TPUPTOPYKCYCHYIO KHUCIIOTY, METaHCYJIL()OHOBYIO KACJIOTY U T.II

Jlanee 1o TeKCTy pa3bsCHSAIOTCS POAOBBIE TEPMHUHBI, OTHOCSIIIHECS K OCHOBAHHUSM, KOTOPBIE TIPHMEHSFOTCS
B IIPUBEACHHBIX HIDKE PEaKIUsAX.

[Tpumepbl "HeopraHWYECKUX OCHOBAHWH" BKIIIOYAIOT THAPOKCHUI HATPHS, THAPOKCHUA KalWs, THIPOKCHIT
JIUTHSA, TUAPOKCHT Oapus U T.11.

[Tpumepb! "OCHOBHBIX COJICH" BKJIFOUAIOT KapOOHAT HATpHsl, KapOoOHAT Kaus, KapOOHAT Ie3Usl, THAPOKap-
OOHAT HATpHs, THAPOKAPOOHAT KAIHS H T.II.

[Tpumeps! "apoMaTHIECKHUX aMUHOB" BKITIOUAIOT TUPUIUH, IMHIA301, 2,6-IyTHINH H T.11.

[Tpumeps! "TpeTHYHBIX aMHHOB" BKJIIOYAIOT TPUATWIIAMHH, AMU3ONPONMIITHIAMUH, N-METHIMOP(OIIHH,
DBU, (1,8-mnazabunukio[5.4.0]yanen-7-ex), DBN (1,5-nua3adummkino[4.3.0]HOH-5-¢H) 1 T.II.

[puMeps! "THAPUAOB IIEIOYHBIX METAIIOB WU IIEIOYHO-3EMEIBHBIX METALIOB" BKIIFOYAIOT THUIPHI JIU-
TUSL, TUIPU]] HATPUS, TUAPU KaIHs, TUAPUI KalblHs U T.11.

[Ipumeps! "aMUIOB METAIUTOB" BKIIFOYAKOT aMUJ JINTHSI, aMUJl HATPHS, AUAZOIPOIMIAMU] TUTHS, TUATUK-
JIOTEKCHJIAMHJ] JINTHUSI, TeKCAMETWIOHCHIA3H JHUTHUS, TeKCaMEeTWIIUCHIA3UA HATPHUs, TeKCaMEeTHIINUCIIa3ng
KaJusg U T.11.

[Tpumepbl "amKUIBHBIX MPOU3BOJHBIX METALIOB" BKIIOYAIOT H-OYTWIIMTHHA, BTOP-OyTHJUTMTHH, TpPET-
OyTHIUTNTHH, METHIIMAarHUHOPOMU U T.1I.

[Tpumepsn! "apriIbHBIX TPOU3BOAHBIX METAIOB" BKITIOYAIOT (DEHUIUINTHH, PECHIIMArHHHOPOMHUT | T.11.

[Tpumeph! "aNKOKCHIOB METAIUIOB" BKIIIOYAIOT METOKCHJ] HATPHS, dTOKCHI HATPHSA, TPET-OYTOKCHI Kaus
U T.IL

B npuBeneHHBIX HIKE criocobax CHHTE3a, €CIIM NCXOJHOE COCMHEHNE BKIIIOYACT B KAYECTBE 3aMECTUTEIS
AMHUHOTPYIIY, KapOOKCHIIBHYIO TPYIITY, THAPOKCUTPYIIITY, KapOOHWIBHYIO TPYIITY WIH CYIb()aHWIEHYIO TPYII-
Iy, K 9TUM TpYyIIIaM MOKHO BBECTH 3al[UTHBIC TPYIIIIBI, OOBIYHO MPUMEHsIEMbIE B XMMHUH IIENTHIOB U T.II. B pe-
3yJIbTaTe YAAICHHS, €CIIM 3TO HEOOXO0ANMO, 3alIUTHOM IPYIITHI IO OKOHYaHUH PEAKIMH, MOXKHO TTOJIyYHTh LIejIe-
BOE COCUHEHUE.

[Ipumeps! (GparMeHTOB, 3aNIUIMAIOIIAX AMHUHOTPYIITY, BKIIOYAIOT (GOpMHIBHYIO rpymry, C) ¢ankui-
KapOOHWIbHYIO Tpyminy, C| ¢aJKOKCHKapOOHWIBHYIO Tpymimy, OeH3owmibHy0 rpynmy, C;jpapaikmikap6o-
HWIBHYIO Tpynny (HampuMmep, OeH3unkapoonmt), C;_j4,apalIKIIIOKCHKapOOHMIIbHYIO Tpyny (Hampumep, OeH3H-
JIOKCUKapOOHWI, 9-QIIyopeHNIMETOKCUKApOOHW), TPUTWIBHYIO TpyImy, QTaIoWwIbHY0 rpymmy, N,N-
JUMETIIAMUHOMETHIICHOBYIO TPYIITY, 3allUIICHHYIO0 CHIMIBHYIO TPYMIy (HampuMep, TPUMETHICHIWI, TPH-
STHICHIWI, TUMETHIQCHWICHWIWI, TPET-OyTHIMUMETHICHIWI, TpeT-OyTmimudtmwicwimi), C, ¢adKeHIWIHBHYIO
rpynny (Hampumep, 1-ammm), 3aMemieHHyo C; gapalKuiabHYIO TpyNIy (HampuMep, 2,4-AMMeTOKCHOEH3WIT) U
T.I. OTH TpyHmsl HeoOs3aTedbHO 3aMelneHbl 1-3 3aMecTHTeNnsMH, BBIODAaHHBIMHM W3 aToMa TaJloreHa,
C/_6AITKOKCUTPYIITBI K HUTPOTPYIIITEL.

[Tpumeps! (parMeHTOB, 3alUIIAIONIMX KapOOKCHIBHYIO TpyHNy, BKIOYAOT C| caJKHIBHYIO TPYIHILY,
C7.jpapalIKWIIbHYIO TpyHIty (Harmpumep, OeH3m), GEeHWIBHYIO TPYIITY, TPUTWIBHYIO TPYIILY, 3aMEIICHHYIO CH-
TUIBHYIO — Tpymmy  (Hampumep, — TPUMETHJICHIWI,  TPUSTWICHINI,  JUMETWI(OEHWICHIWI,  TpeT-
OYTHIIIUMETHIICHITIIL, TPET-OyTHIAMATHICHII), C) ¢aIKEHIWIBHYIO Tpynmny (Hampumep, l-amumi) u T.01. OTH
TPYIIBI HE00A3aTeIHHO 3aMelIeHbl 1-3 3aMecTUTENSIMH, BHIOPAaHHBIMHU M3 aToMma raynoreHa, C;_¢allKOKCHTPYIITIBI
¥ HATPOTPYIIIIHL.

[Tpumeps! GpparMeHTOB, 3aIMUIIAIONINX THAPOKCHIIBHYIO TPYIIY, BKII0UalOT C| ¢alKIUIBHYO Tpymny, ¢e-
HUJIBHYIO TPYIIY, TPUTHIBHYIO TpymiTy, C;_jpapalIkKiIIbHYIO TpymIny (Hampumep, 6eH3un), GopMIIbHYIO TPYIIITY,
C|_aIKHIKapOOHWIBHYIO TPYHITy, O€H30MIIbHYIO rpymiy, C;.jpapalKiIKapOOHWIBHYIO IpyIy (HanpuMep, 6eH-
3WIKapOOHMIT), 2-TeTparnApONUPaHIBHYIO0 TPYHILy, 2-TeTparuapo(ypaHmIbHYIO TPYIHITy, 3aMELICHHYIO CH-
JUIBHYIO — Tpymmy  (Hampumep,  TPUMCTHIJICHIWI,  TPUITWICWIHI,  JUMETWIGCHWICHIWI,  TpeT-
OYTHIIIUMETHIICHIINI, TPET-OyTIIUATHIICHINII, TPHUHU3ONPOIIICHIN, TpeT-OyTmiaudenmncuini), C,sanke-
HWIBHYIO TPYyIITy (Harmpumep, 1-ajutii) U T.II. DTH TPyl Heo0s3aTeNIbHO 3aMelIeHb! 1-3 3aMecTUTeNsIMHU, BbI-
OpaHHBIMU U3 aToMa ranoreHa, Ci_¢alIKOKCUTPYIITB © HUTPOTPYIIIIEL.

[Tpumepbl 3amuIeHHON KapOOHMJIBHOW TPYIIBI BKIIOYAOT IMKIHYECKHe areTanu (Hampumep, 1,3-
JMOKcaH, 1,3-IMO0KCOIaH) U HEIMKIMIECKUE arleTany (Harpumep, au-C_gaIKWIaeTanm) 1 T.11.
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IIpumepsl pparMeHTOB, 3aNIUINAIOIINX CYIb(PAaHIWIBHYIO TPYIIY, BKIt0YaloT Ci ¢alKWIBHYIO Ipymiy, ¢e-
HIWIBHYIO TpPYIINy, TPUTWIbHYI Tpymmy, CqjgapalkwibHylo rpymmy (Hampumep, OeH3mn), CiqalKui-
KapOOHWIIBHYIO TPYIITY, OCH30WIbHYIO Ipyniy, C;.jpapalIKIIKapOOHWIbHYIO TPpYIITy (Hanmpumep, OeH3mIKapoo-
Hu), CigankokcukapOoHmIbHYI0 Tpyminy, Ce 14,apHIOKCUKapOOHUIBHYIO TPYITY (Hampumep, (heHUIOKCHKap-
O6onnn), C;.j4apalIKIIIOKCUKApOOHWIBHYIO —Tpymmy (HampuMmep, OeH3WIOKcHKapOoHmn, 9-(myopeHwm-
METOKCHUKapOOHIIT), 2-TeTparuaponupaHuiIbHyo rpymnmy, Ci saIKHIaMHHOKapOOHWIBHYIO TPYIITY (HAIpUMep,
METHIIAMHHOKApOOHWII, 3THIIAMUHOKAPOOHUI) U T.I. DTH TPYNIBI HEOOA3aTENbHO 3aMelIeHbI 1-3 3aMecTUTeIs-
MH, BBIOpaHHBIMH U3 aToMa ranoreHa, C_¢alnKuibHOU rpymibl, C| aIKOKCUTPYIIIIBI U HATPOTPYIIIIBL.

Y aaneHue 3alIUTHON TPYIIIBI MOKHO OCYIICCTBISATH O METOMKAM, H3BECTHBIM II0 CYIICCTBY, HAPHMEP
METOJIMKaM, onrcaHHbIM B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), wiu anano-
THYHBIM MeTOoAuKaM. KOHKPETHO, MOTYT IPUMEHSTHCS CIIOCOOBI, B KOTOPBIX HCIOJB3YIOTCS KUCIOTHI, OCHOBA-
HUS, YIbTpaQHONEeTOBOC H3TyUeHNE, THAPa3HH, (CHUITHAPA3UH, N-METHIIUTHOKapOamMaT HaTpus, (HTOPHUI TET-
paOyTHIaMMOHUS, alleTaT MaJUIJWs, TPUATKHICHIMITAIOTCHUIB! (HApUMep, TPUMETHICHIHIHOANI, TPUMe-
TWICHIAIOPOMUNT) U T.IL., PEAKI[H BOCCTAHOBICHHUS U T.II.

Coemgunenns Ne (X-1), (X-2), (X-3), (X-4), (X-A) u T.1.. 0XBa4eHBI CTPYKTYpo Mapkyia coeanHeHHUs
(X). B nanaom ciydae X B o0o3HaueHuu "coequnenne Ne X" o3HadaeT OyKBHI andaButa, Hanpumep A, [ u T.1L.,
WJIM YUCJIO, HAIIpUMeED 2, 3 ¥ T.11.

Cxema peaxuum 1

\ a L' _ R
R 2) xYk R
X T ]! b 8 e 0 RY ;
FoRe o-(s5

(A) (I-A)

B mamHoii cxeme L' osmauaer artom ramorena, CjankuncynbQOHHIBHYIO Tpymiy, CjealKui-
CyIbQUHIIbHYIO Tpymiy ik Ci ¢alKHICYIb()aHWIEHYIO TPYIITY, U MPOYHE CHMBOJIBI COOTBETCTBYIOT JaHHBIM
BBIIIIE ONPECIICHUSIM.

Coenunenue (I-A) MOXHO MOJTYYUTh, HAIPUMED, B3aUMOJICHCTBIEM cOeTUHEHHMS (A) ¢ coeqUHEHHEM (2).

Peakuuro npoBoAAT, OCYLIECTBIISAS B3auUMOJIeHCTBUE coenuHeHus (A) ¢ coenrHenueM (2) B MPUCYTCTBUU
OCHOBAHHUS B MHEPTHOM pacTBopHTeie. [Ipi He0OXOAUMOCTH PEaKIIMI0 MOXKHO TPOBOIUTE MPHU JCHCTBUU MHUK-
POBOJIHOBOTO M3ITyYEHHS.

KonmaecTBo ncnonb3yeMoro coeanHeHus (2), Kak MpaBuiio, cocTaisieT oT 1 1o 20 3KB., IPEITOYTHTENb-
HO OT 1 710 5 9KB. ITO OTHOIIEHHUIO K KOJMIECTBY coennHEHUs (A).

[Tpumepsl yIIOMSHYTOTO BEIIIIE "OCHOBaHWsA" BKIIOYAIOT "HEOPTaHUIECKHEe OCHOBaHUA", "OCHOBHBIEC COTH'",
"apoMaTHyecKue aMUHBI", "TpETHIHbIC aMUHBI", "TUAPUIBI METOTHBIX METAIJIOB WIIN MIEJI0IHO-3eMETbHBIX Me-
TajuioB", "aJIKUIbHBIE MTPOU3BOJHBIE METAIIOB", "apuiIbHbIE MPOU3BOJIHBIE METALIOB", "aIKOKCHUIBI METAIIIOB"
u T.1. KonudecTBo mpuMeHseMOro B peakuuu "ocHOBaHMA'", KaK MpaBuio, coctapisieT oT 1 go 10 skB., npen-
MOYTUTENIBHO OT | 10 5 9KB. O OTHOIIEHUIO K KOJUYECTBY COSTUHEHUS (A).

IIpumMeps! yNOMSHYTOTO BBIIIE "MHEPTHOIO PacTBOPUTENA" BKIHOYAIOT "HUTPUIIBHBIE PAacTBOpPHUTENH",
"aMHUIHbIE pacTBOpUTENHn", "raJoreH3aMelleHHbBIE YIIIeBOAOPOIHbIE pacTBopuTenn'”, "a¢upHbIe pacTBOpHTENN"
U T.I. DTH PACTBOPHUTEIIM MOTYT PUMEHSITHCSA B BHIC CMECH JBYX WIH 00OJee PacTBOPUTENCH B IMOAXOJSAIIEM
COOTHOIIIEHNHU. VI3 mepeyncIeHHbIX pacTBOPUTENIeH npeanodTuTebHbpIMU sBsitoTcsd TI'®, JIM®DA u T.11.

Temmieparypa poBeACHHUS PEAKITUH, KaK MpaBmiIo, cocTaBiseT oT -100 mo 200°C, npenmoututesibHo oT 0
no 150°C.

Bpewms 3aBeprieHus peakiiuy, Kak MpaBHIIO, COCTABISET OT 5 MUH 10 48 4, mpeanodrurensHo ot 30 MUH
10 24 4.

Coenunenne (A) u coenrHeHre (2) MOXKHO TTOTYYUTH CIIOCOOOM, U3BECTHBIM TI0 CYIIECTBY.

-17 -



021698

CxeMma peaknuu 2
L1

Mz‘o oa @) R

9

R, o R‘io 6@

(10 -1

rae M npencrasisier co6oii (pparMent, 3aIHIAOIIIT AMHHOTPYIIITY;

M? 03HauaeT (pparMent, 3aHIIAIONINI ITHAPOKCHTPYIIY;

JPYTHE CUMBOJIBI COOTBETCTBYIO TJAHHBIM BBIIIE OMPEACIICHUSIM.

Coenunenue (5) MOXKHO TIOJTyYHTh, HAIIPUMEp, B3anMozaeincTBueM coenHenus (3) ¢ coenuaeHneM (4).

Peakmuro mpoBOAAT MO METOIMKE, aHAJIOTHYHON METOUKe monmydeHus coeaunaeHus (I-A) Ha cxeMme peak-
mvu 1.

CoenuHenne (8) MOXHO IMOJYYHUTh, HATIPUMEP, BBOS COSAUHEHHE (5) B pEaKIMIO CHITHS 3aIlUuTh. Peak-
IIUIO CHSTHSA 3aIIUTHl MOKHO IIPOBOAWTH MO METOIWKE, N3BECTHOM O CYIIECTBY, HAIIPUMEDP IO METOAWKE, OIH-
canHoi B Protective Groups in Organic Synthesis, John Wiley and Sons (1980) mim momoOHBIX pyKOBOICTBAX.

CoenuHenwne (8) MOXKHO TakKe TOIYIUTh, HAIPUMED, B3aUMOJICHCTBHEM coenHEeHUS (3) C coeTMHEHUEM
.

DTy peaxuio MpOBOAAT IO METOAWKE, aHAJIOTUYHOW MeToMuKe monydeHus coequHeHus (I-A) Ha cxeme
peakuuu 1.

Coenunenue (9) MOKHO MOMYYHTh, HATPUMED, B3aUMOJICHCTBHEM coequHeHus (3) ¢ coeuHeHHEM (2).

DTy peakiuio IPOBOIAT 0 METOAMKE, aHAIOTUYHON MeTonuKe moiydeHus coenuHenus (I-A) Ha cxeme
peakuuu 1.

Coenunenue (9) MOXKHO TakXke HOJIy4daTh, HAPUMEp, PEeakuneH alKUINpOBaHus coeanHeHus (8).

[Ipumeps! peakuy aTKWIMPOBAHUS BKIIOYAIOT "PEaKINIO, B KOTOPOW MCIONB3YeTCSI OCHOBAaHUE M COOT-
BETCTBYIOIIHMIA TAIOTCHU] WK CyIbGOHAT", "METOINKY, B KOTOPOH PUMEHETCS peakiust MuiryHoOy" u T.11.

"Peakmuro, B KOTOPO# UCTIOIB3YETCSI OCHOBAaHUE W COOTBETCTBYIOIIMIA TaJOTCHUT HITH CYIb(oHaT" MOXHO
MIPOBOMTH IO METOJUKE, U3BECTHOM IO CYIIECTBY, HAIIPUMEDP 10 METOAMKE, onrcanHo# B Journal of Chemical
Society, p. 1530-1534, 1937, viu 1Mo aHATIOTUIHONH METOTUKE.

DTy peakiuio IpoBOAAT IyTEM B3aHUMOICHCTBHS coeMnHEHUS (§8) ¢ COOTBETCTBYIONIUM TaJIOTCHHUIOM HITH
CyIb(OHATOM B MPUCYTCTBUU OCHOBAHUS B HHEPTHOM PaCTBOPHTEIIC.

[Ipumeps! ymoMsiHyTOTO "TayioreHuIa" BKIIOYAIOT HEOOS3aTelNbHO 3aMelleHHbIe Ci ¢alIKMITaIOTCHUIBI 1
HeoOs13aTeIbHO 3aMerieHHbIe C; ¢IIUKIIOANKIITanoreHuapl. KommaecTBo mpuMeHsIeMoro "rajorenuaa”, Kak mpa-
BUJIO, COCTABISACT OT 1 10 10 3KB., MPEIMOYTHTENHHO OT | 10 5 9KB. MO OTHOIICHUIO K KOJIUYCCTBY COCTUHCHUS

(8).
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[Mpumeps!  ynomsiHyTOro BBIE "cyib(oHATa" BKIIOYAIOT HEOOsA3aTENbHO 3aMelneHHble Ci qalIKuiI-
cynb(hOHATHI U HeoOs3aTeNIbHO 3aMeleHHble C; ¢InKIoanKuiIcynbdoHaTsl. [IpuMeps! "cynbdhoHOBOI KuCIOTH"
BKITIOYAIOT METAaHCYIb()OHOBYIO KHCIIOTY, IM-TOJNYOJCYIH(OHOBYIO KHCIOTY, TPUPTOPMETAHCYIH(POHOBYIO KH-
cioty ¥ T.11. KonudgecTBo mpuMenseMoro "cynbponara", kKak mpaBuio, cocTaBisieT oT 1 go 10 9KkB., mpeamnodTu-
TEJIHHO OT 1 10 5 KB. IO OTHOIICHHIO K KOJIMYECTBY coequHeHU (8).

[Tpumepbl yIIOMSHYTOTO BEIIIE "OCHOBaHWA" BKIIOYAIOT "HEOPTaHUIECKHEe OCHOBaHUA", "OCHOBHBIEC COH",
"apomMarnyeckue aMuHbI", "THIPUABI METOYHBIX METAJIOB WM IISIIOYHO-3€MENIbHBIX METauIoB", "aJKMIIbHbIC
MIPOM3BOJHBIC METaUIOB", "apwibHBIC TPOU3BOJHBIE MeTALIOB", "ankokcuasl MetamwioB" u T.m. KomwdecTBo
IpUMEHSIEMOro "OCHOBaHHUA", KaK MIPAaBUIO, COCTaBIsAeT OT 1 g0 10 3kB., mpeAnouTUTENBHO OT 1 10 5 9KB. MO
OTHOIICHHIO K KOJMYECTBY coeTuHeHHUs (8).

IIpumMeps! yNOMSHYTOTO BBIIIE "MHEPTHOTO PacTBOPUTEN" BKIHOYAIOT "HUTPUIIBHBIE PAaCcTBOpHUTENH",
"aMHIHbIE pacTBOpUTENN", "TaJoreH3aMelleHHbIE YIIIeBOAOPOIHbIE pacTBopuTenu'”, "a¢upHbIe pacTBOpHTEIN"
U T.I. DTH PacTBOPHUTENM MOTYT NMPUMEHITHCS B BHJIE CMECH JIBYX MM OOJee pacTBOPHUTENEH B IOJIXOJSILEM
COOTHOILEHHH. 13 mepeuncieHHbIX pacTBOpUTENe NpeanoYTuTenbHbIMU BIstOTCS TT'®, IM®DA 1 T.11.

[IpenmouruTenpHasl TeMIepaTypa MPOBEACHUS peakIMH, Kak mpaBuio, cocTaBiseT oT -100 go 150°C,
npenmnoututebao ot 0 1o 100°C.

Bpewms 3aBeprieHus peakiiuy, Kak MpaBHIIO, COCTABISET OT 5 MUH 10 48 4, mpeanodrurensHo ot 30 MUH
10 24 4.

"MeTonuKy, B KOTOPOH UCTIONB3yeTCs peakiius MUIyHOOy" MOXHO PEaM30BBIBATH B YCIOBHUSX, U3BECT-
HBIX TI0 CYIIIECTBY, HaIpUMep, Mo crocoly, onrcanHomy B Tetrahedron Letters, p. 769-770, 1980, unu anano-
THYHOMY CIIOCO0Y.

DTy peakuuio MpoBOJAT MyTEM B3aUMOJECHCTBUSI coeluHEHus (8) ¢ coeAMHEHHEM R°OH & TPUACYTCTBUH
aKTHBATOpPa TUAPOKCUTPYIII B UHEPTHOM PacTBOPHTEIIE.

KonnuecTBo ynoMsiHyTOTO BBIIIE "COECIUHEHUS R°OH", MPUMEHSIEMOT0 B pPEAaKLUH, KaK IPaBHIIO, COCTaB-
nset ot 1 10 10 3KB., IPEAMOYTHTEIBHO OT 1 10 5 3KB. O OTHOIICHUIO K KOJIUYECTBY COeAMHCHUS (8).

[Ipumepbl  yIOMSHYTOTO BBIIIE "aKTHUBATOpPa THIPOKCUTPYIIIBI" BKIIOYAIOT ITHAHOMETHUIICHTPH-H-
oyrundocdopan, KOMOMHAIINIO AUUZOMPOIMI a30oauKapOokcmiarta u Tpudpenwipochuna u T.1m. KommdecTBo
MPUMEHSIEMOT0 "aKTUBAaTOpa THAPOKCUTPYII", KaK MPaBHII0, cocTaBsieT oT 1 10 10 9KB., MPEANMOITHTEIHHO OT
1 10 5 2KB. IO OTHOIICHUIO K KOJUIECTBY coequHeHUs (8).

[Tpumepbl YIOMSHYTOTO BBINIE€ "MHEPTHOTO PACTBOPUTENA" BKIIOYAIOT "apoMaTHUYECKHE PACTBOPHUTETH",
"anmudaTHdecKkue yriieBoJAOPOIHbIE pacTBOpUTENH", "dhuUpHBIC pacTBOpUTENH", "CIIOKHOIPHUPHBIE PACTBOPHUTE-
", "aMuHBIE pacTBOPHUTENU" U T.II. DTH PacTBOPHUTEIN MOTYT IPHMEHSTHCS B BHAE CMECH JIBYX WMJH Oolee
pacTBopUTENel B MOAXOASAIEM COOTHOLUICHUU.

Temneparypa npoBeneHuUs peakluy, Kak MpaBuio, coctasiseT ot -70 no 150°C, npeanouturensHo ot -20
Jo 100°C.

Bpewms 3aBepiieHus peakuuu, kak npasuio, cocrasisieT oT 0,1 no 100 4, npennouyrurensHo ot 0,1 10 48 4.

Coenunenue (10) MOXHO MoNTy4aTh, HAIPUMEP, BBOJS coeanHeHue (9) B peakuuio CHATUS 3aIluThl. Peax-
IIUIO CHSTHSA 3aIIUTHl MOKHO IIPOBOAWTH MO0 METOIWKE, N3BECTHOH IO CYIIECTBY, HAIIPUMEDP IO METOAWKE, OIIH-
canHoi B Protective Groups in Organic Synthesis, John Wiley and Sons (1980) nimm momoO0HBIX pyKOBOACTBAX.

Coenunenne (I-1) MOXXHO TIOTYyYUTh, HATPUMED, TIoBepras coenuHeHue (10) peakuu auIupoBaHUs.

YromsHyTas BbIlIe "peakius aliInpoBaHUs" 0XBaThIBACT, HAIIPUMEDP, PEaKIIMH CHHTE3a aMUIOB, Kapba-
MAaTOB, IPON3BOAHBIX MOYEBHHEI U T.1I.

[Tonydyenue npou3BOAHBIX "aMUAOB" OCYIIECTBISIOT MO "METOJUKE C UCIOJIb30BAHUEM areHTa, OCYILECTB-
JSFOLIETO JAETUAPaTaIMIO-KOHACHCANIO" WM 10 "METOANKE C HCIIOJIb30BAHHEM PEaKIMOHHOCIIOCOOHOTO Mpo-
W3BOJIHOTO KapOOHOBOM KHUCIOTHI".

1) MeTonuka ¢ HCIOIB30BaHUEM areHTa, OCYIIECTRIISIOIETO JeTHPATANIO-KOHICHCAIINIO.

Peaxmmio mpoBonsT B3aumosaeiicteueM coenunenus (10) ¢ coorBercTByIOmEH KapOOHOBOH KHCIOTOH B
NPUCYTCTBHH areHTa, OCYIIECTBISIONIETO AeTHApaTalli0-KOHICHCANIO, B HTHEPTHOM pacTBopuTene. [Ipu HeoO-
XOJMMOCTH 3Ty PEaKIHI0O MOXKHO ITPOBOIUTH B IPUCYTCTBUU OCHOBAHUS B KOJIMYECTBE OT KATATUTHYECKOTO JI0 5
9KB., 1-ruapokxcudenzorpuazona (HOBt) B konmndecTBe OT KATATUTHIECKOTO IO 5 9KB. | T.II.

KonmuecTBo ymomsiHyTO# BEIIIE "KapOOHOBOM KUCIOTHI'", MPUMEHSIEMON B PEAKITNH, KaK IMPaBUIIO, COCTAB-
nsieT ot 0,5 o 5 2kB., mpeamoyTuTensHo oT 0,8 M0 1,5 3KB. IO OTHONICHUIO K KoJndecTBY coenuHeHus (10).

[Tpumepbl yIOMSHYTOTO BBINIE "areHTa, OCYIIECTBISIONIETO JCTHUAPATAIIUIO-KOHICHCAINIO" BKIIOYAIOT
nmurakiorexkcuiakapoounmun (DCC), ruapoxiopun 1-31wi-3-(3-aumeTrnamuHonpormn)kapooauumua (WSC)
U T.I. V3 3TUX are’toB npeanoututenbHbiM sBisieTcss WSC. KonndyecTBo MpUMEHSIEMOro B peakluu "areHra,
OCYIIECTBIISIIOIIETO JIeTHAPATAINIO-KOH/ICHCAIMIO" COCTaBIISIET, KaK IpaBuio, oT 1 1o 10 9KB., IpeanodTHTENb-
HO OT 1 10 5 9KB. 10 OTHOLIEHUIO K KOM4YecTBY coeannenus (10).

IIpumMeps! yNOMSHYTOTO BBIIIE "MHEPTHOTO pacTBOPUTEN" BKIHOYAIOT "HUTPUIIBHBIE PAacTBOpPHUTENH",
"aMHIHbIE pacTBOpUTENn", "raJoreH3aMelleHHbIE YIIIeBOAOPOIHbIE pacTBopuTenn'”, "a¢upHbIe pacTBopHTEIN"
U T.I. DTH PacTBOPHUTENM MOTYT NMPUMEHSITHCS B BHIE CMECH JIBYX MM OOJiee pacTBOPHUTENEH B IMOJIXOISIIEM
COOTHOIIICHHH. /13 mepeunciIieHHBIX PacTBOPUTEIICH MPEAIOYTHTEIHLHBIM SBIISIOTCS AMUAIHBIE PACTBOPUTEITH.

[Tpumepbl yIIOMSIHYTOT'O BBIIIE "OCHOBaHUSA'" BKIIOYAIOT "apoMaTHYeCKHe aMUHbBI", "TpeTHIHbIe aMUHBI" U
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T.IL

Temneparypa npoBeneHUs peakluy, Kak MpaBuio, coctasiseT ot -70 no 150°C, npennouturensHo ot -20
no 100°C.

Bpewms 3aBepiieHust peakiiny, Kak mpaBmiio, coctariset ot 0,1 go 100 4, npennoyturensHo oT 1 10 48 1.

ii) MeToanKa ¢ UCIOJIb30BAHUEM PEAKITMOHHOCTIOCOOHOTO TPOU3BOAHOTO KApOOHOBOW KHCIIOTHI.

Peaxmmro mpoBoaT myTeM B3aumogeicTBus coequaenus (10) ¢ 0,5-5 skB. (mpenmourutensho 0,8-3 5kB.)
COOTBETCTBYIOIIETO PEAKIIIOHHOCTIOCOOHOTO MPOM3BOTHOTO KapOOHOBOH KHCIOTHI B MHEPTHOM PAaCTBOPHTEIE.
IIpn HEOOXOMUMOCTH 3Ty PEAKIMI0O MOKHO MPOBOJUTH B MPUCYTCTBHH OT 1 10 10 5KB., mpeAmodYTuTensHo ot 1
JI0 3 5KB. OCHOBAHHUSL.

[Tpumeps! yIOMSIHYTHIX BbINIE "pEaKIMOHHOCTIOCOOHBIX MPOU3BOIHBIX KapOOHOBOH KHCIIOTHI" BKIIIOYAIOT
rajloreHaHTHIPUIBI KUCIOTH! (HApHMeEp, XJIOPaHTHIPUABI KACJIOT, OpPOMaHTHAPHIBI KHCJIOT), CMEIIaHHbIC aH-
ruApUAbl (HarpuMmep, aHruapuabl, C sallkmil KapOOHOBBIX KHCIOT, Cg jpapiil KapOOHOBBIX KHCIOT, Ci_aKuiI
YrOJIBHOW KUCIIOTHI), aKTHBUPOBAHHBIE CIIOXKHBIE d(UPHI (HapUMeEp, CIIOXKHEIE 23PUpPbI (PEeHOIOB, HEOOI3aTEIHHO
UMEIOINX 3aMecTuTelns (3amecturenu), HOBt, N-rupoKCHCYKIIMHUMH U T.I1.), aKTUBUPOBAaHHbIE aMUAbI (Ha-
pUMeEp, aMHIBI, BKITIOYAIOIINE IMUAA301, TPUA30J U T.IL.) H T.II.

[Tpumepbl yTOMSHYTHIX BhINIE "(hEHOJIOB, HEOOA3aTEIIHPHO UMEIONINX 3aMECTUTENh (3aMECTUTENH)" BKITIO-
qaroT (eHOJIBI, Takhe Kak peHo, nenraxiaopdeno, nearagTopPeHosn, m-HuTpoGeHo U T.11.

YroMmsHyTO€E BBINIE "pEeaKIIMOHHOCIIOCOOHOE MPOM3BOIHOE KapOOHOBOM KHUCIOTHI" TPEAIOUYTUTEIHLHO SB-
JSIETCS aHTUAPHUIOM KHUCIIOTHI.

[TpuMepbl YITOMSHYTOTO BBINIE "HHEPTHOTO PAacTBOPHUTENA" BKIIOYAIOT "d(upHBIE pacTBOpUTENH', "Tamo-
TeH3aMelICHHbBIE YIIIEBOJOPOAHBIE pacTBOpHUTENH", "apoMaTniecKkue pacTBoputein”, "annpaTniyeckue yriieBo-
JIOpO/IHBIE pacTBOpHUTENHN", "HUTPHUIIBHBIE PacTBOpUTENN'", "aMuHbIE pacTBopHUTeNH', "Cyab()OKCHIHBIE PaCTBO-
purenn" ¥ T.I1. OTH PacCTBOPUTEIHM MOT'YT IPUMEHATHCS B BHJE CMECH ABYX WM 00Jiee pacTBOPHUTEIIEH B ITOJX0-
JUIIIIEM COOTHOIICHWH. M3 mepeurciIeHHbIX pacTBOPHUTENCH NPENNOYTHTEIEHBIME SBISIOTCS MMUPUANH, aleTo-
Hutpwi, TT'®, nuxnopMeraH, xJ1I0podopM U T.II.

[Tpumepbl yIIOMSIHYTOT'O BBIIIE "OCHOBaHUS'" BKIIOYAIOT "apoMaTHYeCKHe aMUHbBI", "TpeTHUHbIe aMUHBI" U
T.IL.

Temmeparypa npoBeneHUsT peakiini, Kak MpaBmiIo, coctasiseT oT -20 no 100°C, npeamodrureasHoO oT -20
1o 50°C.

Bpewms 3aBepriieHus peakiiuy, Kak MpaBHIIO, COCTABIsET OT 5 MuH 10 40 4, mpeanodrurensHo ot 30 MUH
0 18 4.

[onyueHne yHOMSHYTBHIX BBIIIE "TPOW3BOJHBIX KapOamMaToB" NMPOBOIAT B3aUMOJCHCTBHEM COEIUHEHHS
(10) ¢ 0,5-5 sxB. (mpeanourutensHo 0,8-3 3KB.) COOTBETCTBYIOIIETO AMKapOOHAaTa MK XJIopdopMuara B HHEPT-
HOM pactBoputene. [Ipn HeoOXoAMMOCTH, 3Ty PEakIMI0O MOXKHO NMPOBOAWTH B mpucyTcTBuH oT 1 mo 10 3ks.,
HPEANOYTUTEIHHO OT 1 10 3 9KB. OCHOBaHMUS.

[Tpumeps! ynOMsIHYTOTO BBIIIE "MHEPTHOTO pacTBOpUTENs' BKIIOYAIOT "3(UpHBIE pacTBopuTenu”, "rajuo-
TeH3aMelICHHbBIE YIIIEBOJOPOAHBIE pacTBOPHUTENH", "apoMaTHiecKue pacTBoputenn”, "annpaTniyeckue yriieBo-
JIOPOJIHBIE pacTBOpUTENH", "HUTPUIBHBIE PACTBOPHUTENHN", "aMHUIHbIE PACTBOPUTENN" U T.I. DTH PACTBOPUTEIH
MOTYT MIPUMEHSTHCS B BHJIE CMECH JBYX MU OOJiee pacTBOPUTEICH B IMOAXOIAIIEM COOTHOIIEHNH. V3 mepeuric-
JICHHBIX PACTBOPHTENCH MPENMOYTUTEILHBIMY SBISIOTCS MUPUANH, aneToHUTpwI, TT®, IMDA, nuxiaopmeTas,
XJOpPOhOPM H T.II.

[Tpumepbl yIIOMSIHYTOT'O BBIIIE "OCHOBaHUSA" BKIIOYAIOT "apoMaTHYeCKHe aMUHbBI", "TpeTHIHbIe aMUHBI" U
T.IL.

Temneparypa npoBeneHUs peakluy, Kak MpaBuio, coctasiseT ot -20 no 100°C, npeanouturensHo ot -20
10 50°C.

Bpewms 3aBepiieHus peakiuu, Kak IpaBUiIo, COCTaBisieT OT 5 MuH 10 40 4, npeanoyturenasHo ot 30 MUH
J0 18 u.

[TonydyeHnne ynoMsHyTBIX BBILIE "MPOU3BOIHBIX MOUEBUHBI" IPOBOIST B3auMoieicTBUEM coeauHenust (10)
¢ 0,5-5 akB. (mpeamourutenbHO 0,8-3 DKB.) COOTBETCTBYIOIIETO MPOU3BOJIHOTO M30ITHAHATA WITH KapOaMOMIXJIO-
pHuIa B HHEPTHOM pacTBOpHTeNe. [Ipy HE0OXOANMOCTH 3Ty PEAKIUI0 MOXKHO NPOBOAUTH B MPUCYTCTBUH OCHO-
BaHUS B KOJIMYECTBE OT KaTATMTHIECKOTO JI0 5 KB.

[Tpumepbl YITOMSHYTOTO BBINIE "HHEPTHOTO PacTBOPHUTENA" BKIIOYAIOT "I(upHBIE pacTBOpUTENH", "Tamo-
TeH3aMeIICHHbBIE YTJIEBOJOPOIHBIE pacTBOPUTENH", "apoMaTHiecKie pacTBoputenn”, "amudaTiHdeckue yrieBo-
JIOPOJTHBIE pacTBOPUTENH", "HUTPUIBHBIE PACTBOPHUTENH", "aMHUIHBIE PACTBOPUTENN" U T.I. DTH PACTBOPUTEIH
MOT'YT IPUMEHSTHCS B BUJE CMECH JIBYX MM Oojiee pacTBOpuTeiIel B MOAXOAAIIEM COOTHOIIEHHH. M3 mepeunc-
JICHHBIX PACTBOPUTENEH MPEANOUTUTENBHBIMHU SBISIOTCS NUPUANH, aneToHuTpud, TI'®, IM®DA, nuxiaopMeraH,
XJIOpO(OPM H T.II.

IIpumeps! yOMSIHYTOTO BbIIIE "OCHOBaHUS'" BKIIIOYAIOT "apoMaTHdYeCKue aMUHBI", "TpeTHUHbIE aMUHBI" U
T.IL.

Temneparypa npoBeneHuUs peakLuy, Kak MpaBuio, coctasiseT ot -20 no 100°C, npeanouturensHo ot -20
1o 50°C.

Bpewms 3aBepriieHus peakiiuu, Kak MpaBHIIO, COCTABIsAET OT 5 MuH 10 40 4, mpeanodrurensHo ot 30 MUH
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J0 18 u.
Coenunenns (3), (4) u (7) MOTYT OBITh MOTYYCHBI CIIOCOOAMU, U3BECTHBIMU T10 CYILIECTBY.
Cxema peakiuu 3
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/i KaXIBIH 13 CHMBOJIOB COOTBETCTBYET JaHHBIM BHIIIE ONPEACICHUSIM.

Coenunenwre (11) MOXHO TIOTy4YaTh, HAPUMED, BBOISI coennHEHUE (5) B PEaKIMio CHATHS 3aIlHUThl. Peak-
IIUIO CHSATHSA 3aIIUTHl MOKHO IIPOBOAWTH MO0 METOAWKE, KOTOPAas M3BECTHA IO CYIIECTBY, HAIIPUMEpP IO METOAH-
ke, oncanHol B Protective Groups in Organic Synthesis, John Wiley and Sons (1980) unu momo6Ho# MeToan-
Ke.

Coenunenue (12) MOXHO NoTy4yars, HapUMep, BBOAS coenuHenue (11) B peakuio aimiipoBaHusl.

DTy peakuuio NpoBOIAT IO METOMKE, aHAIOTHYHOI criocoOy mosrydenus coeanHenus (I-1) Ha cxeme pe-
aKIuu 2.

Coenunenue (14) MOXHO MoNTy4aTh, HAIPUMED, BBOJIS COeAMHEHNUE (5) B pEakUnIo CHIATHUS 3aIlUTHL. Peax-
IIUIO CHATHS 3alIUTHl MOXXHO IPOBOJUTH 10 METOAMKE, KOTOpast U3BECTHA IO CYLIECTBY, HAIpUMeEp MO METO/H-
Ke, onrcaHHoi B Protective Groups in Organic Synthesis, John Wiley and Sons (1980) nin nmono6noii Mmetonu-
Ke.

Coenunenwe (15) MOXKHO MTOTyYnTh, HAIPUMED, BBOS coequaeHue (14) B peakinio aMUIUPOBaHUsI.

YroMsaHyTy0 "peaknuio aMUAUPOBaHUSA" TPOBOMAT IO METOAWKE, aHAJIOTUYHOH METOJHMKE IMONydeHHS
"aMHTHOTO TIPOW3BOTHOTO", OTIMCAHHOM B KAY€CTBE OJHOTO U3 CITOCO00B moyuenus coenunenus (I-1) Ha cxeme
peakuuu 2.

Coenunenre (13) MOXHO TIONTydaTh, HAIPUMeEpP, BBOAS coenuHeHne (12) B peakIuio CHATH 3aIIuThl. Pe-
aKIMIO CHATHS 3alUThl MOKHO IPOBOAWTH IO METOIMKE, M3BECTHOM 1O CYIIECTBY, HAaIlpUMep MO METOAMKE,
onmcanHoit B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), niu nono6Ho# MeToauKe.

Coeaunenrie 13 MOXKHO TakKe MOJIy4aTh, HAPUMED, BBEACHUEM coeAMHEeHUs (15) B peakuuio geainpo-
BaHUS.

DTy peakluio MPOBOJAT IMyTEM B3aUMOJAEUCTBUS coenuHeHus (15) ¢ ocHOBaHHEM B MHEPTHOM PacTBOPU-
Tee.

[Tpumeps! yrmoMsHyTOTO "OCHOBaHWA" BKJIIOYAIOT "HEOopraHWdeckue ocHoBaHuWs" u T.I. KomudecTBo mpu-
MEHSEMOTO B PeakIuu "OCHOBaHUsA", KaK MpaBuio, coctarisier oT 1 mo 10 3kxB., mpeamouyturensHo ot 1 mo 1,5
9KB. IT0 OTHOIIEHUIO K KOTMUECTBY coeanHeHus (15).

[Tpumepbl yIIOMSHYTOTO BBIIIE "MHEPTHOTO PACTBOPHUTENS" BKIIOYAIOT "CIIMPTOBBIE pacTBOpUTENH", ""HUT-
pWIBHEIE pacTBOpUTeNH", "apoMaTHUECKHUe pacTBOpHUTeNH", "amudaTHdeckne yriieBOJOPOIHBIE PacTBOPUTENH",
"s¢upHbIe pacTBopuTenu", "aMHIHBIE pacTBOPUTENN", "TaJoTreH3aMeIleHHBIE YIIICBOIOPOIHBIE PACTBOPUTENN"
U T.II. DTH PaCTBOPHUTEIN IPEANOYTUTEIHHO IPUMEHSIOTCSI B CMECH C BOJIOH B MOJXO/SIIEM COOTHOIICHUH. 13
MEPEUYHCICHHBIX PACTBOPHUTENIEH IPEIIIOUTHTEIFHBIMU SIBIISIIOTCS "CHMPTOBBIE PACTBOPHUTENH", COJEpIKallue
BOZY.

Temneparypa npoBeneHuUs peakluy, KaK MpaBUio, cocTaBisieT ot -78 no 150°C, npeanouturensHo ot -20
Jo 100°C.

Bpewms 3aBepuieHns peakinu, Kak MpaBuiio, cOCTaBiseT oT 5 MuH 1o 100 4, nmpennoyturensHo oT 30 MUH
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J0 48 u.

[Monyuenne coexamuenus (13) peaknueit nearuaupoBaHust coequHeHus (15) Takke MOXET BBITOIHSATHCS
CIocoOOM, M3BECTHBIM IO CYIIECTBY, HAPUMEP, COTJIACHO METOIMKE, omucaHHo# B Protective Groups in Or-
ganic Synthesis, John Wiley and Sons (1980), niu mogo0HONH METOTUKE.

Coenunenns (I-1) MOXHO TIoSTydaTh, HapUMep, BBOA coequaeHne (13) B peakuyio aJKuIupOBaHUS.

DTy peakIyio MPOBOAIT MO0 METOAMKE, aHAIOTUIHOW METOIHMKE TIOydeHUsT coeTMHEHNs (9), OCYIECTRITSI
AJKWIMPOBAHKE COeTUHEHU (&), Kak TOKa3aHO Ha CXeME PEaKIuH 2.

Coenunenwe (5) MOKHO MOTYYaTh 110 METOAMKE, OMMUCAHHON Ha CXeMe PEeaKInH 2.

Cxema peaknnu 4
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JIpyTHE CUMBOJIBI COOTBETCTBYIOT JAHHBIM BBIIIE ONPEACICHUSAM.

Coenunenne (16) sBIIETCS TEM K€ CaMBbIM COSIMHEHUEM, UTO U coenuHeHue (29).

Coenunenwe (17) MOXHO TTONyYNTh, HATPUMED, BBOS coeanHenne (16) B peakiinio BOCCTAHOBIICHHUS.

BoccranoBienue mpoBOAAT MTyTeM B3aUMOJIEHCTBHUS coenuHeHus (16) ¢ BOCCTaHABIMBAIOIIAM areHTOM B
WHEPTHOM PacTBOPHUTEIIE.

[Tpumepbl yIOMSHYTOTO "BOCCTaHABJIMBAIOIIETO areHTa" BKIIOYAIOT THAPUIBI METAIUIOB (HApUMED, JTUU-
300yTHJIATIOMAHUN THIAPUA), METAIUIOTUAPUIHBIC KOMIUICKCHBIC COCIMHCHUs (HampuMmep, OOpTHIpUi HATPHS,
UaHOOOPTHAPUA  HATPUs,  JIMTHHATIOMUHUWTHAPUI,  HAaTPUHAIOMHUHUMTHIpUA,  HaTpuid  Oumc-(2-
METOKCHUITOKCH )TFOMUHUN THAPUA) U T.N. KOTUYECTBO MPHUMEHSICMOTO B PEaKIUH '"BOCCTAHABIMBAIOIICTO
areHra'", Kak mpasuio, coctanisieT ot 0,1 g0 20 3KB., IPEANOYTUTENBHO OT 1 10 5 9KB. O OTHOLIEHHUIO K KOJIH-
4yecTBY coennHeHus (16).

[TpuMepbl YIOMSHYTOT'O BBIIIE "MHEPTHOTO PACTBOPHUTEINS" BKIIOYAIOT "CIUPTOBEIE pacTBopuTenu', "apo-
MaTHUYeCcKHe pacTBopuTenu’, "amudaTHUecKne YTIEBOAOPOIHBIC pacTBopuTenu”, "s(dupHBIE pacTBOpHUTETH",
"aMHIHBIC pAacTBOPHUTENH", "TaloreH3aMelIeHHbIE YTIIEBOAOPOIHBIE PACTBOPHUTEIN" U T.I. DTU PaCTBOPHUTEIH
MOTYT MPUMEHSTHCS B BHJIE CMECH JBYX MU OoJiee pacTBOPUTEICH B MOAXOIAIIEM COOTHOIIEHNH. V3 epeuric-
JIEHHBIX PaCTBOPUTENCH NpennoYTUTENbHBIMHU sIBistoTCS TT'D, 3TaHO, METAaHOJI U T.II.

Temmeparypa npoBeNeHUsT peakini, KaKk MPaBHIIO, COCTaBIAET oT -78 mo 150°C, mpeamodrurensHO oT -20
Jo 100°C.

Bpewms 3aBepuieHus peakiuu, Kak IpaBUIO, COCTABISIET OT 5 MUH 10 48 4, npeanoyturenasHo ot 30 MuH
10 24 u.

Coenunenue (18) MOXHO MOITYyYUTh, HAPUMED, BBOAS coeanHenue (17) B peakiuro cyIb(QoHmIMpoBaHUsL.

DTy peakiuio MPOBOJAT IIyTeM B3aUMOICHUCTBUs coeamHeHUs (17) ¢ Cyab(QOHMIMPYIOIMIAM arcHTOM B
MPUCYTCTBUY OCHOBAHHS B MHEPTHOM PACTBOPHTEIIC.

[Tpumepbl ymoMsIHYTOTO BBIIIE "CYJIb(QOHMIHPYIOMIET0 areHTa" BKIIOYAIOT METAHCYIh(OHUIXIOPU, II-
TOYOJCYIbGOHWIXJIOPHI U T.M. KOMMYecTBO MpUMEHSIeMOTro B Peakiy "cynb(QOHUIHPYIONIETro arenra, Kak
MIPaBMIIO, cOcTaBiseT oT 1 mo 10 9KB., MPEAMOYTUTENBHO OT 1 10 1,5 9KB. MO OTHOIICHHUIO K KOJUIECTBY COCMIH-
Henus (17).

[Tpumepbl yIIOMSIHYTOT'O BBIIIE "OCHOBaHUS'" BKIIOYAIOT "apoMaTHYeCKHe aMUHbBI", "TpeTHIHbIe aMUHBI" U
T.11. KonmmdaecTBo UCTIOIB3yeMoro B peakiuyy "ocHOBaHUs", Kak MpaBmio, cocTaBisieT oT 1 mo 20 9KB., mpeamnod-
TUTENBHO OT 1 10 10 9KB. 110 OTHOLIEHUIO K KOIHYECTBY coeannenus (17).

IIpuMeps! ynoMsHYTOTrO BBIINIE€ "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAacTBOpUTENH",
"anugaTtuuecKue yriieBoAOpoIHbIe pacTBopuTenn”, "adupHble pacTBopHuTEenH", "CII0XKXHOI(DUPHBIE PAaCTBOPHUTE-
", "aMuHBIE pacTBOPHUTENU" U T.II. DTH PacTBOPHUTEIH MOTYT IPHMEHSTHCS B BHAE CMECH JIBYX WMJIM Ooee
PACTBOpHTEIICH B IMTOJXOISIIEM COOTHOIICHUH.

Temmeparypa npoBeneHUsT peakiuy, KaKk MpaBmiIo, coctasiseT oT -70 mo 150°C, npeamodrurensHO OT -20
mo 100°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasisiet ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 48 1.

Coenunenre (19) MOXKHO MOTyYNTh, HAPUMED, BBOA coequHeHue (18) B peakinio a3uIupoBaHHs.
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DTy peakuuio OCYIIECTBISIOT ITyTEM B3amMopaeHcTBus coequHeHust (18) ¢ asmampyrommM areHToM B
WHEPTHOM pacTBOPHTEIIE.

[Tpumepbl YIOMSHYTOTO BBIIIE "a3UIUPYIONIETO areHTa" BKIIOYAIOT a3u]] HATPHS, a3u] JTUTHS, TPUMETHII-
cuiiasu] U T.1. KoJM4ecTBO HCIONIb3yeMOTO B PEaKIuy "a3uIupyIoniero arenra', Kak MpaBUio, COCTABIISET
oT 1 1o 20 3KB., IPEAMOUTUTENBHO OT 1 10 10 9KB. MO OTHOMIEHHUIO K KOIMUECTBY coeamaenus (18).

[Tpumepbl yIOMSIHYTOTO BBIIIE€ "HHEPTHOT'O PacTBOpHUTEN" BKIOYAIOT "2(hupHBIE pacTBOpUTeNH", "aMujI-
HbIE pacTBOpHTENH", "CyTb(OKCHIAHBIE PACTBOPUTENN" U T.I. DTH PACTBOPUTEIN MOTYT NMPUMEHATHCS B BHIIE
CMecCH ABYX WK Oojiee pacCTBOPHUTENEH B ITOAXOSIIEM COOTHOIIICHUH.

Temneparypa npoBeJieHUs peakLuy, KaK MpaBuiIo, cocTasiseT oT -70 o 200°C, npexnouturensHo oT 0 10
150°C.

Bpewms 3aBepieHus peakuuu, kak npasuio, cocrasisieT ot 0,1 no 100 4, npennouyrurensHo ot 0,1 10 48 4.

Coenunenue (10) MOXHO NMOITYyYUTh, HATIPUMED, BBOAS coexnHenue (19) B peakiuio BOCCTaHOBIECHUSL.

BoccranoBienue MOKHO OCYUIECTBIIATh IyTeM B3auMOJIEHCTBHS coenuHeHus (19) ¢ HCTOUHUKOM BOAOPO-
Jla B TIPHCYTCTBUU METAJUTMYECKOTO KaTalu3aTopa B MHEPTHOM PacTBOPHTEIIE.

[Tpumepbl yIOMSHYTOTO BBIIIE "METAUIMISCKOTO KaTajam3aTopa' BKIIOYAIOT BOCCTAHOBJICHHOE KEJe30,
TaJTaquii-Ha-yTie, MaJUIaJueByl0 YepHb, XJIOPHUI NaUTagus, OKCH/I TUIATHHEI, TUIATHHOBYIO YepHb, HUKEIH Pe-
Hest, K00anbT PeHes u 1.11. KonmmdaecTBO "MeTamiMaeckoro karamusaropa', HCIIOJIb3yeMOTO B PEAKITHH, COCTABIIS-
eT, kak mpaBuiio, ot 0,001 mo 100 3xB., mpeanouturensHo oT 0,01 o 10 3KB. MO OTHOIIEHUIO K KOJIMYECTBY CO-
equaenns (19).

[Tpumepbl YITOMSHYTOTO BBIIIE "MCTOYHHMKA BOJOpOoa" BKIIOYAIOT ra3000pa3HbIi BOJOPO, MypaBEUHYIO
KHCIIOTY, COJTM aMHHOB M MypaBbHHOMN KHCIIOTHL, ()OCHUHATHI, THAPA3HH H T.II.

IIpumMeps! yNOMSHYTOTO BBIIIE "MHEPTHOTO pacTBOpUTENs" BKIIOUAIOT 'CIIUPTOBBIE PACTBOpUTENH",
"cnoxxHoaupHBIe pacTBopuTenu", "3¢uUpHBIE pacTBOpHTEeNH", "aMuAHBIE pacTBOpHUTENH', "rajoreH3aMerieH-
HBIE YTJIEBOAOPOAHBIE pacTBOpUTENn", "PACTBOPUTENH, ABISAIOIIMECS OPraHUYECKUMHU KUCIOTaMu" U T.I. OTH
PacTBOPHUTENH MPEANOYTHTENHFHO IPUMEHSIIOTCSI B CMECH C BOJIOH B MOJIXOJSIIEM COOTHOIIEHHH. M3 mepeunc-
JICHHBIX PACTBOPUTENICH MPENTOYTHTEIBHBIMY SIBILIFOTCS ""CITUPTOBBIE pacTBOpUTENH" .

Temmeparypa npoBeneHUsT peakiuy, Kak MpaBmiIo, coctasiseT oT -70 mo 150°C, npeamodrurensHoO oT -20
no 100°C.

Bpewms 3aBepiieHus peakiiny, Kak mpasmiio, coctasisiet ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 48 1.

YKazaHHYIO0 peakIuio MOKHO TaK)ke MPOBOIUTH B3auMojieiicTBueM coenudenus (19) ¢ tpudenmidochu-
HOM ¥ BOZOH B HHEPTHOM PacTBOPHTEIIE.

KonmuectBo ynomsnyToro Bbite "tpudpenminpochuna’, HCIIOIb3yeMOro B peakiny, Kak MpaBuiIo, COCTaB-
nset ot 1 1o 10 3KB., IPEAMOYTHTEIBHO OT 1 10 5 3KB. IO OTHOIICHUIO K KOTUYECTBY coeauHeHus (19).

IIpuMeps! ynoMSHYTOTO BBHIINIE "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAcTBOpUTENH",
"anudaTuuecKue YrieBoJAOpoaHble pacTBopHuTenn”, "3¢upHBIE pacTBOpHTENH", "aMHIHBIE pacTBOpUTEIH",
"cynb(oKcHAHBIE pacTBOpUTENH", "TaJIOTeH3aMEeICHHbIE YIIIeBOIOPOAHBIE PACTBOPUTEIH" U T.II. DTH PacTBO-
pUTENN NPEIIOYTHTENHFHO TIPUMEHSIIOTCSI B CMECH C BOJIOH B MOJXOJSIIEM COOTHOIIEHHH. M3 mepeunciaeHHbIX
pacTBOpHUTENIeH PEATOUYTUTEILHBIMY SBJISIOTCS "d(UPHBIE pacCTBOPUTENH" .

Temmeparypa npoBeneHUs peakiny, Kak MpaBmiIo, coctasiseT oT -70 mo 150°C, npeamodrurensHoO oT -20
no 100°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasiset ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 40 1.

Coenunenwe (16) MOXKHO MOJTydaTh CLIOCOOOM, H3BECTHBIM IO CYIIECTBY.

CxeMma peaknuu 5

O T O e O O

(20) (21 (22 (a3

- x YRC )CJL . . YRC JOLRz "*' m Oxﬁiui"’
":O R* u R ".’O’ R u ®
(24} A-1) (13)

rae M? sBisieTcst hparMeHTOM, 3aIMIIAIONIAM aMAHOTPYIIITY;

JIpyTUe CUMBOJIBI COOTBETCTBYIOT JIaHHBIM BBIIIE OIPEICICHHSM.

Coenunenwe (21) MOXHO TOJTydaTh, HAPUMED, BBOS coeanHenne (20) B peakunio Cyib(QOHUITHPOBAHUS.
DTy peakiuio MPOBOIAT TAKUM ke 00pa3oM, Kak ¥ MmorydeHue coennHeHus (18) Ha cxeme peaknuu 4.
CoenuHenwne (22) MOXKHO MOJTyYNTh, HAIPUMED, BBOJA coequHeHHe (21) B peakinio a3uIupOBaHHS.

DTy peakIuio MPOBOIAT TAKUM ke 00pa3oM, Kak ¥ MmoyrydeHue coenuaeHus (19) Ha cxeme peaknuu 4.
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Coenunenue (23) MOXHO NOJTy4YaTh, HAPUMEP, BBOAS coeinHeHue (22) B peakIHio BOCCTAHOBICHUSL.

DTy peaKIHio MPOBOJAT TAKKAM ke 00pa3oM, Kak U morydeHue coequaenus (10) Ha cxeme peaknuu 4.

Coenunenne (24) MOXHO TOJTy4aTh, HAMPUMED, BBOISI coerHeHNE (23) B peakInio alliuIMPOBAHHMSL.

DTy peaknuio MPOBOIAT TAKUM ke 00pa3om, Kak u noxyuaenne coennuenus (I-1) Ha cxeme peakmun 2.

Coenunenne (A-1) MOXHO MMOTy9aTh, HAPUMEDP, BBOJIS coeAMHEHNE (24) B peakIuio CHATHS 3alluThl. Pe-
AKIUIO CHATHA 3aIIUTHl MOXKHO IIPOBOIUTH CIIOCOOOM, U3BECTHBIM 10 CYIIECTBY, HAI[PUMEpP CIIOCOOOM, OIHCAH-
HeIM B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), nim momo6HbIM crIoco60M.

Coenunenwe (13) MOXKHO MTOyYNTh, HAPUMED, B3auMoieiicTBreM coenuaeHus (A-1) ¢ coenunenuem (7).

DTy peaKIHIo MPOBOJAT TAKUM K€ 00pa3oM, Kak U moyueHue coequuenus (I-A) Ha cxeme peakium 1.

Coenunenne (20) MOXKHO MOYYUTH CITOCOOOM, U3BECTHBIM IO CYIIECTBY.

CxeMma peaknnu 6

H’Ox?;cn-“' OzX\'/RCN-M‘

(28) 28) @

-3 R3
M X M
HQ o O/xj:knh‘ —_— a O \RCku

@ )

rie L’ osmauaer atom raorena miu C)_anKmicymbGaHIIbHYIO TPYIIILY;

JIpyTHE CUMBOJIBI COOTBETCTBYIOT JAHHBIM BBIIIE ONPEACICHUSIM.

Coenunenue (26) MOYKHO MOJY4UTh, HAIIPUMED, BBOJIS COETMHEHHE (25) B peakIMIo TajloreHUPOBaHUS HIIH
ANKTUPOBAHUS.

YTOMSHYTYIO BBIIIE "PEaKIMIO TalOreHUPOBAHUA" MPOBOIAT IIyTEM B3aHMMOJCHCTBHS coenuHeHus (25) ¢
rajJoreHUPYIOINM areHTOM B MHEPTHOM pacTBOpHTENIC WK Oe3 pacTBOPHUTEIIS.

ITpuMeps! yIOMSHYTOTO BBILIE "TalIOTEHUPYIOLIETO areHTa" BKIIOUAOT THOHWIXIOPHUA U T.1I. KonndecTBo
MIPUMEHSIEMOTO B PEaKIMK '"TAIOTCHUPYIOMIETO areHTa", KaK MPaBHJIO, COCTABISET OT | 9KB. 10 W3OBITOYHOTO
KOJIMYECTBA, 110 OTHOIIEHUIO K KOJTMYECTBY COSAUHEHHSI (25).

[TpuMepbl YIOMSHYTOT'O BBIIIE "HHEPTHOTO PACTBOPUTENA" BKIIOYAIOT "ann(aTHIecKue yIriaeBOIOPOIHbBIE
pacTBopuTenu", "apomMaTHUECKHE pPACTBOPHUTENH'", 'TallOTeH3aMENIEHHBIC YTJIEBOJOPOIHBIE PACcCTBOPHUTENH',
"3¢upHBIe pacTBOpUTENH" H T.I. DTH PACTBOPUTEIH MOTYT IPUMEHSATHCS B BUJIE CMECH JABYX WM OoJiee pacTBO-
puTeNel B HOIXOIAIIEM COOTHOIICHHH.

Temneparypa mpoBefeHUsI peakluu, Kak MpaBuiio, cocrasiseT oT -100 no 200°C, npeAnodTUTenbHO OT
-20 po 150°C.

Bpewms 3aBepuienus peakiuu, Kak npaBuiio, coctapisieT oT 1 MuH a0 100 9, mpeAnoyTUTENbHO OT 5 MUH
o 72 .

YHOoMsHYTYI0 BBIIIE "peakiUio aJKUIMPO3aHUs" OCYILECTBIISIOT B3auMoJeiicTBueM coeanHeHus (25) c
COOTBETCTBYIOIINM ANKWIMPYIOIIMM arecHTOM B MHEPTHOM pacTBopuTene. [Ipi HeoOX0ANMOCTH MOXKET TpHMe-
HATHCSI OCHOBAaHHE.

[Tpumepbl yIOMSHYTOTO BBINIE "aJKWIMPYIOIMIETO areHTa" BKIIIOYAIOT METHIHOIUA, TUMETHICEPHYIO K-
CIIOTY, TAa30METaH, TPUMETHIICHIIIANA30MEeTaH, STHIHOANA U T.11. Komn4ecTBO MpUMEeHsIeMOro B peakiun "ai-
KHJIUPYIONIETO areHra’, Kak MpaBmiio, cocTaBiseT oT 1 1o 10 3KB., IpeanodTUTENLHO OT 1 10 5 9KB. OTHOCH-
TEJIHHO KOJIMYECTBA COSTUHEHMS (25).

[Tpumepbl yIIOMSHYTOTO BEIIIIE "OCHOBaHWsA" BKIIOYAIOT "HEOPTaHUIECKHEe OCHOBaHUA", "OCHOBHBIEC COTH",
"apomaTHyeckue aMuHbl", "TpeTUYHbIC aMHUHBI", "TUAPHUBI IEJIOUYHBIX METAJIOB MU MIEI0YHO-3eMETIbHBIX Me-
TajuioB", "aJKWIbHBIE IPOU3BOIHBIE METaUIOB", "adKoKcHAbl MeTaoB" U T.n. KonuuecTBo NmpuUMeEHseMOro B
peakiuu "ocHOBaHHUA", KaK MPaBUIIO, COCTaBIAET OT 1 1o 10 9KB., IPeANOUTHTENBHO OT 1 10 5 KB. IO OTHOIIE-
HUIO K KOJMUYECTBY coeAnHeHus (25).

IIpumMeps! ynoMsIHYTOTO BhIIIE "MHEPTHOTO PacTBOPUTENA" BKIIOYAIOT "aMHUIHBIE PAcTBOpUTENH", "HUT-
pWIBbHEIE pacTBopuTeNn”, "anndaTndeckue yrieBOJAOPOIHBIC pacTBOpUTENH", "apoMaTHIEeCKe PacTBOPUTENH",
"'rajoreH3aMeIeHHbIe YTIIeBOJOPOIHBIE pacTBOpUTeNHu", "criupTOBBIe pacTBOpuTenu”, "3(hUpHBIE pacTBOPHUTE-
" ¥ T.I. DTH PacTBOPUTEIIM MOTYT NMPUMEHITHCS B BUAEC CMECH JBYX WM OOJie€ pacTBOPHUTEICH B ITOIXOISI-
IIeM COOTHOIICHHH.

TeMmmeparypa NpoBEACHUS PEaKINH, KaK MpaBuiio, coctarisier oT -100 mo 200°C, mpeArnmoYTuTeTbHO OT
-20 mo 100°C.

Bpewmst 3aBepiieHns peakiyy, Kak IpaBuio, COCTaBIISIET OT 5 MUH /10 48 4, IpEANIOYTUTETHHO OT 5 MHH /10
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24 4,

Coenunenue (27) MOKHO HOJNyYUTh, HAIPUMED, OCYILIECTBIISS B3aUMO/IeiicTBIE coeanHeHus (26) ¢ coenu-
HeHueM (3).

OTy peaxmuio MPOBOAAT IO METOAWKE, aHAJIOTUYHOW MeToIuKe monydeHus coenuHeHus (I-A) Ha cxeme
peakmuu 1.

Coenunenwe (28) MOXKHO TMOJTydaTh, HAIIPUMED, BBOS coeanHeHne (27) B peakiyio OOpUpOBaHUSI.

YoMsSHYTYIO BbIIIe "peakiuio 60pupoBaHus" IPOBOIAT IMyTEM 3aMEHBI aToMa Opoma coenuHeHus (27) Ha
aTOM MeTajlla, UCIOIb3ys aNKMIFHOE TPOU3BOAHOE METalljla B HHEPTHOM PAacCTBOPHUTENE W 3aTEM BBOMS IOITY-
YEeHHOE COEJMHEHNE BO B3aMMO/ICHCTBHE C OPraHUIECKUM COEAMHEHHEM Oopa.

[Ipumepsl yOMSIHYTBIX BbIlIE "aJIKWIBHBIX MPOU3BOAHBIX METa/la" BKIIOYAIOT AJKWIUTUTHMA, allKUIMar-
HUHTajgoreHus! U T.1. KonndecTBo NpUMEHsIeMOro B peaknuy "aJIKWIFHOTO PON3BOIHOTO MeTajuia", Kak Ipa-
BUJIO, cocTaBisieT OT 1 10 10 9KB. O OTHOIIEHHIO K KOJIUYECTBY CoeIuHEHus (27).

[Tpumeps! yHOMSIHYTOTO BBIIIE "OPraHMYECKOr0 COSANHEHHUS Oopa" BKIIOYAIOT TPUAIKWIOOPAHBI, TpUal-
KOKcHOopaHs! U T.11. Koin4yecTBo MpuMeHseMoro B peakiuy "OpraHuueckoro coeuHeHus oopa", Kak mpaBuIIo,
coctaBisieT oT 2 10 10 9KB. IO OTHOIIECHHUIO K KOJMYECTBY CoeTMHEHNS (27).

[Tpumepbl YIOMSHYTOT'O BBIIIEe "HHEPTHOTO PACTBOPUTENA" BKIIOYAIOT "ann(aTHIecKue yIiaeBOIOPOIHbBIE
pactBopuTenu", "apomMaTrueckue pacTBoputTenn”, "d3QUpHBIE pacTBOPUTETH" M T.I. DTU PACTBOPUTEIH MOTYT
MIPUMEHSTHCS B BUJIE CMECH JIBYX WM O0Jiee pacTBOPUTEIICH B IMOIXOASIIEM COOTHOIIICHUH.

TeMmmieparypa NpoOBEACHUS PEAKINH, KaK MpaBuiio, coctarisier oT -100 mo 200°C, mpeArnmoYTuTeTbHO OT
-100 mo 100°C.

Bpewmst 3aBepiieHns peakiyy, Kak IpaBuiio, COCTaBIsieT OT 1| MUH 10 48 4, IpeANIOYTUTETIHHO OT 5 MHH /10
24 4,

CoenuHenue (8) MOXKHO MOIY4YHUTh, HAIIPUMED, BBOJSA coeAUHEHHE (28) B peaKIUI0 OKUCIICHUS.

YHOMSHYTYIO BBIIIE "pEaKIUI0 OKUCIEHU" MPOBOIST IMyTeM B3auMojeiicTBus coequnHeHus (28) ¢ okuc-
JWTENIeM B MIHEPTHOM pacTBopuTese. [Ipr HeoOX0ANMOCTH MOKHO IPUMEHSTH OCHOBAaHHE.

[Tpumepbl yIIOMSIHYTOTO BBIIIE "OKUCIUTENS" BKIIOUAIOT KUCIOPO, TMEPOKCH BOJOPOJA, OPTaHUIECKUE
MIEPOKCHUIBI (HampuMep, M-XJIoprepOeH30HHYI0 KHCIIOTY), HeOpraHWJeCcKHe MepOoKCUIbl (Hampumep, mepoopat
HaTpus) U T.1. KonryecTBo MpUMEHAEMOTo B peakIIui OKUCIUTENS, KaK IPaBmIIo, cocTaBisieT oT 1 1o 10 »kB. mo
OTHOIIICHHIO K KOJIMYECTBY coeTuHEHUS (28).

[Tpumepsl yIIOMSHYTOTO BBIIIE "OCHOBaHHA" BKIIIOYAIOT "HeOpraHUYeckrne ocHoBaHUA" U T.1. KonmudecTtBo
MIPUMEHSIEMOT'O B PEaKIK "OCHOBaHHA", KaK MPaBMIIO, cocTaBisieT oT 1 mo 100 3KB., mpeAmouTUTENBHO OT 1 10
50 3KB. IO OTHOIICHHUIO K KOJUYECTBY coeqUHEeHHUS (28).

[Tpumeps! yIOMSIHYTOTO BBIIIE "MHEPTHOTO PacTBOPHTENS" BKIIOYAIOT BOAY, "amnpaTHYecKue yriieBo0-
ponHble pacTBopHTENH", "apoMaTHUeCKHe pacTBOpHUTENH", "3(UpHBIe pacTBOpUTENn” U T.N. DTH paCTBOPHUTEIN
MOT'YT IPUMEHSTHCS B BUIE CMECH JBYX WJIM O0Jiee pacTBOPHUTENICH B IOIXOISIIEM COOTHOLICHUH.

Temneparypa mpoBefeHUs] peakluu, Kak mpaBuiio, cocrasiseT oT -100 no 200°C, npeAnodTUTenbHO OT
-100 mo 100°C.

Bpewms 3aBepiieHns peaknnu, Kak MpaBWiIo, COCTaBIAET OT | MuH 10 48 4, MPEeANOYTUTENFHO OT 5 MUH 110
24 4.

Coenunenwe (25) MOXKHO MOJTydaTh CIIOCOO0M, H3BECTHBIM IO CYIIECTBY.

Cxema peakium 7

| - OX\RC&O . ) - Ox})\u
R Q % o

(29) 0-2)

rae R' mpencraBisier coGoii HEOGsI3aTENBHO 3aMEIICHHYIO 5- HIN 6-WICHHYIO apOMATHYECKYIO IeTepo-
MUKIAYECKYIO TPYIITY WM HEoOA3aTeNbHO 3aMeIIeHHYI0 (DeHIIFHYIO TPYIITY, W MPOYHNe CHMBOJBI COOTBETCT-
BYIOT JJAHHBIM BBIIIIE ONPEACTICHHUSM.

Coenunenue (29) siBiseTcs TEM K€ COeIMHEHUEM, YTO U coeuHeHue (16).

Coenunenue (I-2) MOXXHO MOJTy4aTh, HAIPUMEp, BBOJIS coerHEeHUE (29) B peakIMi0 BOCCTAaHOBUTEILHOTO
AMUHHPOBaHUSL.

Peakuuio BOCCTaHOBUTEIHHOI'O aMUHUPOBAHUSI MOKHO MPOBOAMUTH COMVIACHO METOJMKaM, MU3BECTHBIM I10
CYIIECTBY, HApUMEp MO MeTouKe, onucanHHoil B Tetrahedron Letters, p. 8345-8349, 2001, win mo aHaOrH4-
HOW METOMUKE.

Ty PeaKIHIo IPOBOISAT, OCYIIECTBIS B3aUMOIeiicTBHe coeauueHms (29) ¢ coenuuennem R'*NH, B mpu-
CYTCTBHHM BOCCTaHABJIMBAIOIIEI0 areHTa B MHEPTHOM pacTBoputene. [Ipu HEoOXOIMMOCTH B3amMOIEHCTBHE
MO>KHO TIPOBOJWTE B IPUCYTCTBHUHU | IKB.-M30BITKAa OPTaHUUECKON KHCIOTHI.
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KonnuecTBo ymoMsiHyTOro BbILIE COETUHEHUS '"COEIUHEHUS RlaNHz", HACTIOJIb3YEMOIO B pEaKIUH, Kak
MPaBWJIO, COCTABISAET OT 1 10 5 9KB., MPEAMOYTHTENIHHO OT 1 10 4 9KB. O OTHOLIEHHUIO K KOJUYECTBY COCIHHE-
Hus (29).

[Tpumepb! YTOMSHYTOTO BBIIIE "BOCCTAaHABIMBAIOIIETO areHTa" BKIIOYAIOT THAPUILI METAJUIOB (HAIIpUMeEp,
JTUU300yTHITATIOMAHUN TUAPHI), KOMIICKCHBIC METAIOTHAPUIHBIE COSAMHEHHS (HampuMep, HaTpwid Ouc-(2-
METOKCHUAITOKCH))ATIOMUHUA THUAPUI, OOPTHUAPHUI HATPUS, MHAHOOOPTHUAPWI HATPHsS, TPHALETOKCHOOPTUIAPHT
HATPHUSA, TATHAATIOMUHUNUTAIPH, HATPUHAUTIOMUHAUTHAPH), JeKabopad U T.M. KoJaudecTBO HCIOIb3yeMoro B
peaknyu "BOCCTAHABIMBAIOIIETO areHTa", Kak mpaBmio, coctarisier oT 0,1 mo 20 5KB., IPEANOYTUTENHHO OT |
JI0 5 9KB. TI0 OTHOLICHUIO K KOJMYECTBY coennHenus (29).

IIpumMeps! yNOMSHYTOTO BBIIIE "MHEPTHOTO pacTBOpUTENA" BKIIOUAIOT 'CIIUPTOBBIE PACTBOpUTENH",
"aMHIHbIE pacTBOpHUTENN", "TalloTeH3aMeNIeHHbIE YIIICBOJOPOAHBIE PacTBOpUTENH", "CII0KHOI(DUPHBIE PAcTBO-
purenn", "3¢hupHble pacTBopUTeNn” U T.I. DTH PACTBOPUTEIN MOTYT NPUMEHSTHCS B BHJE CMECH JIBYX WIH 00-
Jiee pacTBOPHTENICH B MOJXOJIIEM COOTHOIICHHHU. M3 NepedncieHHbIX pacTBOPHUTENEH MpPeAOYTUTEIbHBIMU
apistoTest TI'®, nuxnopaTaH, AUXJIOPMETaH U T.IL.

[Tpumepb! yITOMSHYTO BBIIIE "OpraHAYECKON KUCIOTH" BKITIOYAIOT YKCYCHYIO KUCJIOTY U T.IL.

Temmeparypa npoBeneHUsT peakini, KaKk MpaBmIo, cocTaBiseT oT -78 no 100°C, npeamodrureasHO oT -20
1o 50°C.

Bpewms 3aBeprieHus peakiiuyi, Kak MpaBHIIO, COCTABISIET OT 5 MUH 10 48 4, mpeamnodrurensHo ot 30 MUH
10 24 4.

Coeaunenwre (29) MOXKHO TONYYUTH CIIOCOOOM, H3BECTHBIM IO CYIIIECTBY.

Cxema peaknnuu 8

&
[y}

(35) (28-1)

TJIe KQK/IBIH 3 CHMBOJIOB COOTBETCTBYET JAHHBIM BBIIIC OIMPEACICHUSIM.

Coenunenue (31) MOXHO MOITYyYUTh, HAIPUMED, peaknueil coeaunenus (7) ¢ coenunenueM (30).

DTy peakuuio MpoBOJST TI0 TOW K€ METOIMKE, 0 KOTOpOi nomy4arot coenunenue (I-A) Ha cxeme peax-
oy 1.

Coenunenwe (32) MOXKHO MOJTy4aTh, HAPUMED, BBOJS coeanHeHne (31) B peakuyio aJKuIupOBaHUS.

DTy peakiurio MPOBOAAT TEM K€ CIIOCOOOM, UTO M ToNydeHue coeauHeHus (9) peakiuen alKuInpOBaHHS
coenuHeHU (8), Kak TIOKa3aHO Ha CXeME PEaKIhH 2.

Coenunenwe (33) MOXHO TTOTyYNTh, HATPUMED, BBOS coearHeHNE (32) B peaKIIuio BOCCTAHOBIICHHUS.

DTy PEaKIuio MPOBOJAT MyTeM B3aMMOACHCTBHSA coenuHeHHs (32) ¢ BOCCTaHABIWBAIOIIAM arcHTOM B
WHEPTHOM pacTBOPHTEIIE.

[IpuMepsl YIOMSHYTOTO BHIIIE "BOCCTAHABIMBAIOIICTO arcHTa" BKIFOYAIOT THIPHIIBI METAUIOB (HAIIPUMED,
U300y THIIATFOMUHUNTHAPUT), METAJUIOTUAPUIHBIC KOMIUICKCHBIC COCIMHEHUS (HAmpumep, OOpTUApUI Ha-
TpUsi, UUAHOOOPTMAPUA HATPUS, JUTUHATIOMUHUHTUAPHI, HATPUHATIOMUHUWTHAPUA, HaTpuid Ounc-(2-
METOKCHUITOKCH )TFOMUHUN THAPUA) U T.N. KOTUYECTBO MPUMEHSICMOTO B PEaKIUH '"BOCCTAHABIMBAIOIICTO
areHra'", Kak npasuio, coctasisieT ot 0,1 g0 20 3KB., IPEANOUYTUTENBHO OT 1 10 5 9KB. O OTHOLIEHHUIO K KOJIH-
4ecTBy coenuHeHus (32).

[Tpumepbl YIOMSHYTOT'O BBIIIE "MHEPTHOTO PACTBOPHUTEINA" BKIIOYAIOT "CIIUPTOBEIE pacTBopuTenu', "apo-
MaTHUYeCcKHe pacTBopuTenn’, "amudaTHUecKue YTIEBOAOPOIHBIC pacTBopuTenu”, "s(hupHBIE pacTBOpHUTETH",
"aMHIHBIC pAacTBOpHUTENH", "TaloreH3aMelIeHHbIE YTIIEBOAOPOIHBIE PACTBOPHUTEIN" U T.I. DTU PaCTBOPHUTEIH
MOTYT MIPUMEHSITHCS B BHJIE CMECH JBYX MU OoJiee pacTBOPUTENCH B IMOAXOIAIIEM COOTHOIIEHNH. V3 epeuric-
JICHHBIX PACTBOPHTEIICH MPEANOUTHTEIBHEIMHE ABISFOTCS TT'®D, 3TaHOI, METAHOI U T.I1.

Temneparypa npoBeneHuUs peakluy, KaKk MpaBUio, cocTaBisieT ot -78 no 150°C, npennouturensHo ot -20
Jo 100°C.

Bpewms 3aBepuieHus peakiuu, Kak IpaBUIO, COCTABISIET OT 5 MUH 0 48 4, npeanodyturenasHo ot 30 MuH
70 24 4.
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Coenunenue (35) MOXHO IOJTy4aTh, HAPUMeEp, B3auMojencTBueM coenunenus (33) ¢ coenunenueM (34)
B MPUCYTCTBUH OCHOBAHMS B HHEPTHOM pacTBopHTeie. [Ipu HEOOXOMUMOCTH, 3Ty PEaKIIUI0 MOKHO IIPOBOIUTH B
MPUCYTCTBUH KaTaln3aTopa Mex(a3HoTo mepeHoca.

KommuecTBo nmpuMeHsieMoro B peakiinu coenHeHus (34), Kak MpaBuiio, COCTABIAET OT 1 10 5 3KB., pel-
MOYTUTENIHHO OT | 110 3 3KB. MO OTHOIICHHUIO K KOJUYECTBY coequHeHwmsI (33).

[Tpumepbl yIIOMSHYTOTO BEIIIE "OCHOBaHWA" BKIIOYAIOT "HEOPTaHUIECKHEe OCHOBaHUA", "OCHOBHBIE COTH",
"apoMaTHyecKkue aMUHBI", "TpEeTHIHbIE aMUHBI", "TUAPUIBI METOYHBIX METAIJIOB WIIN MIEI0IHO-3eMETbHBIX Me-
TauioB", "amKOKCHABI MeTaToB" U T.1. KomndecTBO MpUMEHSIeMOro B peakiiu ""0OCHOBaHUS", KaK MPaBmIIo, CO-
ctaBinseT OT 1 0 10 3KB., IPEAMOYTUTEIHHO OT 1 10 5 3KB. 1O OTHOIICHHIO K KOJIMYECTBY coenuHeHus (33).

[IpuMepsl yIIOMSHYTOTO BBIIIC "KaTalu3aTopa Mex(a3HOro mepeHoca" BKIIIOYAOT YETBEPTHYHBIC aMMO-
HHUEBBIC CONU (HATIPUMED, TETPAOYTIIAMMOHMI OpOMUJ, OCH3MITPHOKTHIAMMOHUI XJIOPUA, TETPaOyTHIaMMO-
HUH rugpocynbdar) u T.11. KonmmyecTBo nmpuMeHsieMoro B peaknuu "Katanuzaropa MexdasHoro nepenoca', Kak
npasuiio, cocrapiuseT oT 0,001 xo 10 skB., npeanouyrurensHo ot 0,01 10 1 9KB. MO OTHOIIEHUIO K COETUHEHHIO
(33).

[Tpumepbl YIOMSHYTOTO BBIII€ "MHEPTHOTO PACTBOPUTENA" BKIIOYAIOT "apoMaTHUYECKHE PACTBOPHUTEITH",
"HUTPWIbHBIC pacTBOpUTETH", "aMUAHBIE PACTBOPUTENH", "TAIOTeH3aMeeHHBIE YTIIEBOAOPOIHBIC PACTBOPUTE-
", "a¢pupHble pacTBopuTenn", "CIUPTOBBIE PACTBOPUTENN" U T.I. DTH PACTBOPUTETH MPEATOITHTEIHHO TIPH-
MEHSIOTCA B BHJIE CMECH C BOJOW MJIM CMECH JBYX WM OoJiee pacTBOPUTENICH B MMOAXOISIIEM COOTHOMICHNH. M3
MIEPEUNCIICHHBIX PACTBOPHUTENEH MPeANoYTHTENbHBIME IBIIOTCS TT' D, JIM®DA u T1.11.

Temmeparypa IpoBeACHHUS PEAKITUH, KaK MpaBmiIo, cocTaBiseT oT -100 mo 200°C, npennoututesibHo oT 0
Jo 150°C.

Bpewms 3aBepuieHus peakiuu, Kak IpaBUIIO, COCTABISIET OT 5 MUH 10 48 4, npeanodyturenasHo ot 30 MuH
70 24 4.

Coenunenne (29-1) MOXHO TOJNY4YHTh, HAPUMED, B3aUMOeiicTBHEM coeanHeHus (35) ¢ COOTBETCTBYIO-
MM METaJNIOOPTaHMICCKIM PEareHTOM B MHEPTHOM PaCTBOPHTEIIC.

[Tpumepbl yIIOMSHYTOTO BBINIE ""METAIUIOOPTAaHHYECKOTO peareHTa" BKIIOYAIOT PEaKTUBBI | puHbsIpa (Ha-
npuMep, METHIMArHHHOPOMH, METWIMAarHAWXIIOPH), TUTHAOPTaHUIECKUE PEareHTHl (HampuMep, METHILIH-
THH) U T.1. KOMM9ecTBO MPUMEHSIEMOT0 B PEaKIui "MeTalTIOOPTaHNIECKOT0 pearenra’, Kak MpaBmiIo, COCTaB-
nsieT oT 0,1 mo 20 9KB., MPEAMOYTHUTENBHO OT 1 10 5 3KB. 0 OTHOIICHHUIO K KOJMYECTBY coeanHeHus (35).

[Tpumepbl yIOMSIHYTOTO BBIIIE "MHEPTHOTO PACTBOPUTENA" BKIIOYAIOT "apoMaTHUYECKHE PACTBOPHUTETH",
"anmudaTHdecKkue yrieBoIOPOHbIE pacTBOpUTENH", "d3UPHBIC PACTBOPUTENH" U T.II. DTH PACTBOPUTEIH MOTYT
MPUMEHSTHCS B BHJIC CMECH JIBYX WJIH O0OJice paCTBOPUTEIICH B MOIXOISAIIEM COOTHOIICHUH. M3 mepednciieHHBIX
pacTBOpUTENel NpenoYTUTeNbHEIM sBsieTcss TT'D.

Temneparypa npoBeneHUs peakluy, KaK MpaBUio, cocTaBisieT oT -78 no 150°C, npeanouturensHo ot -20
Jo 100°C.

Bpewms 3aBepuieHus peakiuu, Kak IpaBUIo, COCTABISIET OT 5 MUH 10 48 4, npeanodyturenabHo ot 30 MuH
10 24 u.

Coenunenne (30) u coenuaenne (34) MOXKHO TOTy4daTh CIIOCO0aMH, H3BECTHBIMU TI0 CYIIIECTBY.

Cxema peakuum 9
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x! (39 (N]

(38) B (38)

[Nj O"‘\(ﬁo

(40) (3%-2)

rae X' npejcrapmnseT co6oit aTOM KHCIOPO/Ia, HEOOM3aTeIbHO OKHCICHHBINH aTOM Cephl HIIH HeoOs3aTeb-
HO 3aMEIICHHBIN aTOM a30Ta;

JIpyTHe CUMBOJIBI COOTBETCTBYIOT JAHHBIM BBIIIE ONPEACICHUSIM.

Coenunenwre (37) MOXKHO TOJTy4aTh, HApUMEp, B3auMoieiicTBrueM coennueHus (34) ¢ coennnenuem (36)
B IIPUCYTCTBHH OCHOBAHHUS B HHEPTHOM PacTBOpPHUTEIIE.

DTy peaknuy IPOBOJIAT TAKUM XKe CIIOCO00M, KaK ¥ MOyIeHHe coennHeHus (35) Ha cxeMe peakiuu 8.

Coenunenne (38) MOKHO TOJTYYUTh, HAIPUMEP, BBOIS coequHeHue (37) B peakiuio CHATHS 3aIIuThl. Pe-
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AKIUIO CHATHS 3allIUThI MOXHO MPOBOJUTH MO METOIUKE, U3BECTHOM IO CYMIECTBY, HAPUMEP MO METOMAMKE,
onmcanHoii B Protective Groups in Organic Synthesis, John Wiley and Sons (1980) uian mogoOHO#t MeTouKe.

Coenunenwre (39) MOXHO TTOMYYNTh, HAIPUMED, B3aUMOieiicTBreM coenuHeHus (38) ¢ coemunenuem (7).

DTy peakurio MPOBOIAT TAKHM K€ CIIOCOO0M, Kak U ToinydeHue coeanaenus (I-A) Ha cxeme peaknuu 1.

Coenunenwe (40) MOXKHO TTOJTyYNTh, HAPUMED, BBOJS coeauHeHne (39) B peakiyio aJKuIupOBaHUS.

DTy peakIuio MPOBOJAT MO TAKOH K€ METOMIMKE, KaK M MoJydeHue coequHeHus (9) myTeM aaKuIapOBaHM
coenuHeHU (8), Kak TIOKa3aHO Ha CXEME PEaKIiH 2.

Coenunenne (29-2) MOXKHO TIOTy4aTh, HAMPUMED, B3auMoericTBueM coemauHeHus (40) ¢ cOOTBETCTBYIO-
IIMMHU METAJIOOPTaHUICCKUMH pPearcHTaMy B HHEPTHOM PacTBOPHUTEIIC.

Peakmuro mpoBoIAT criocoOOM, aHAIOTUYHBIM CIIOCO0Y MOJTydeHHs coeAnHeHUs (29-1) Ha cxeMe peakIuu
8.

Coeaunenue (36) MOXKHO MOJTy4aTh IO METOJIMKE, U3BECTHOM 1O CYIIECTBY.

Cxema peaxnun 10
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(41) (42) (3-1)
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43)

rie 0-4 pparmenta R’ ABIAIOTCA OMHAKOBBIMU MM PA3IMUHBIME, IPHUYEM KaXIblil U3 HUX HPEICTABIACT
c000i1 3aMeCTHTEIIb;

JIpyTUe CUMBOJIBI COOTBETCTBYIOT JAaHHBIM BBIIIE OIPEICICHHSM.

Coenunenue (42) MOXHO MOJIYyYUTh, HATIPUMED, BBOAS coeanHenue (41) B peakiuro MuiyHoOy.

YroMsaHyTyI0 BbIle "peakinnio MUIyHOOY" MOKHO MPOBOJHUTH MO METOIUKE, M3BECTHOU IO CYIIECTBY,
HampuMep 1o MeTouke, oncanHoi B Tetrahedron Letters, p. 769-770, 1980, wiu o aHAIOTHYHOW METOTUKE.

DTy peakIuio MPOBOIAT ITyTEM B3aMMOICHCTBHSI coequHeHMsI (41) ¢ aMHHOTTMPUINHOM, MEPKAITOIHPH-
JUHOM WU THAPOKCUITAPUINHOM, KK U3 KOTOPBIX HEOOA3aTEIBHO ABISIETCS 3aMEIIEHHBIM, B TIPUCYTCTBHH
aKTUBATOpPa B HHEPTHOM PacTBOpPHUTEIIE.

KonmuectBo ynomsiHyTOoro "aMHHONUPHIMHA, MEPKANTONUPUANHA WM THAPOKCUIIUPUANHA, KaXKABIH M3
KOTOPBIX HEOOS3aTEIbHO SIBIISIETCS 3aMEIIEHHBIM ", IPUMEHSIEMOTO B PEAKIMH, KaK ITPaBUIIO, COCTABISIET OT 1 /10
10 5KkB., IPEANIOYTUTEIBHO OT 1 10 5 HKB. [0 OTHOIICHHUIO K KOJIMYECTBY coenHeHus (41).

[Tpumeps! ynomsiHyTOro BBIIIE "aKTHBaTOpa" BKIIOYAIOT IIMAHOMETWICHTpH-H-OyTmindocdopan, xoMou-
HalWIo JUU30IIPONII a30AuKapOokcuaara u tpudpenmnpochuna u t.1. KonndecTBo UCoONb3yeMoro B peakuu
"akTuBaTOpa", KaK MpaBUIO, cocTaBiseT oT 1 1o 10 3kB., MPEANOYTUTENBHO OT 1 0 5 2KB. MO OTHOIIEHUIO K
KOJIMYECTBY coearHeHus (41).

[Tpumepbl YIOMSHYTOTO BBIII€ "MHEPTHOTO PACTBOPUTENA" BKIIOYAIOT "apoMaTHUYECKHE PACTBOPHUTETH",
"anmudaTHdecKkue yriieBoJAOPOIHbIE pacTBOpUTENH, "ddupHbIe pacTBOpUTENH", "CII0KHOIPHUPHBIE PACTBOPUTE-
mu", "aMUIHBIE PacTBOPUTEIN" M T.I. DTH PACTBOPHUTEIN MOTYT MPUMEHATHCS B BHUIE CMECH JBYX WM Ooee
pacTBOpHUTENEH B MOIXOAAIIEM COOTHOIICHHUH.

Temmeparypa npoBeneHUsT peakini, Kak MpaBmiIo, coctasiseT ot -70 mo 150°C, npeamodyrurensHo oT -20
Jo 100°C.

Bpewms 3aBepiienus peakuuu, kak npasuio, cocrasisieT oT 0,1 no 100 4, npennouyrurensHo ot 0,1 10 40 u.

Coenunenue (43) MOXHO NOJTy4YaTh, HAIPUMED, BBOAS coeanHeHue (41) B peakiuro CyIb(GOoHMINpPOBaHUSL.

DTy peakluio MPOBOJIAT MO TAKOH ke METOUKE, KaK U nofryueHue coequHenus (18) Ha cxeme peakuuu 4.

Coenunenne (42) MOXKHO TaKKe T0JIydaTh, HAPUMED, B3aUMOAEHCTBUEM coeuHeHus (43) ¢ aMUHONMpH-
JMHOM, MEPKAITONUPHUIMHOM WM THAPOKCUIIMPUIMHOM, KaXIIBIH U3 KOTOPBIX SIBJISICTCS HEOOs3aTeNbHO 3ame-
[IICHHBIM.

DTy peakIuio MPOBOAAT ITyTEM B3aMMOICHCTBHSI COeqUHEHMsI (43) ¢ aMHHOTTMPUINHOM, MEPKaINTOIHPH-
JUHOM WU THAPOKCUITAPUINHOM, KK U3 KOTOPBIX SBJSETCS HEO0S3aTEIFHO 3aMEIICHHBIM, B IPUCYTCTBHH
OCHOBAHHS B HHEPTHOM PacTBOPHUTETIE.

KomnuectBo ymomsiHyTOTO "aMHHONMPHANHA, MEPKANTONMPUANHA WIH THAPOKCUNAPHUINHA, KKIBIH W3
KOTOPBIX HEOOS3aTEIbHO SIBIISIETCS 3aMEIIEHHBIM ", IPUMEHSIEMOTO B PEAKIMH, KaK IMPaBUIIO, COCTABISIET OT 1 /10
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10 3KB., IPEAMOYTUTEIHHO OT 1 0 5 3KB. MO0 OTHOIICHHIO K KOJIMYECTBY COCTUHCHUA (43).

ITpumMeps! yIOMSHYTOTO BBIIIE "OCHOBAHUS" BKJIIOYAIOT "HEOpraHMYECKHe OCHOBaHU'", "OCHOBHBIE conn",
"apoMaTHyecKue aMUHBI", "TpETHYHbIC aMUHBI", "THUAPUIBI METOTHBIX METAIJIOB WIIN MIEJI0IHO-3eMEIbHBIX Me-
TauioB", "amKOKCHABI MeTaTOB" U T.1. KomndecTBO MpuUMeEHSIeMOro B peakiiu ""OCHOBaHUS'", KaK MPaBMIIo, CO-
ctapisieT oT 1 10 10 3KB., MPEAMOYTHTETHHO OT 1 10 5 9KB. 10 OTHOIICHHIO K KOJIMYECTBY coeTuHeHus (43).

[IpuMepbl yMOMSHYTOTO BBINIE "WHEPTHOTO PACTBOPHUTENA" BKIIOYAIOT "HUTPHUIILHBIC PacTBOPUTENTH",
"aMHTHBIC paCTBOPUTENH'", "TaJOreH3aMelIeHHbIE YTIeBOIOPOAHbIE pacTBopuTenn'”, "3GupHbIe pacTBOpUTENH",
""CIUPTOBBIE PACTBOPHUTENH" U T.II. DTH PACTBOPUTEIN MPEAMOUYTUTEIHFHO MPUMEHSIOTCS B CMECH C BOJIOW HITH
CMECH JIBYX HWJIU 0ojee pacTBOpHTENEH B TOJXOMIAINIEM COOTHOMICHWHU. V3 TMepeuncIieHHBIX pPacTBOPHUTEICH
MpeanouTuTeNbHbIMY sBisitoTest TT'®, MDA u T.11.

Temneparypa npoBefeHUs peakluy, Kak MpaBuio, cocrasiser oT -100 no 150°C, npeanoururensHo ot 0
Jo 100°C.

Bpewms 3aBepuieHus peakiuu, Kak IpaBUIo, COCTABISIET OT 5 MUH 10 48 4, npeanodyturenabHo ot 30 MuH
10 24 u.

Coenunenwe (3-1) MOKHO TIOTTy4aTh, HAPUMED, BBOJS COeTUHEHNE (42) B PEAKITUIO BOCCTAHOBJICHHS.

DTy peakIuio MPOBOJIAT, BBOS BO B3aUMOJICHCTBUE coennHeHue (42) ¢ HICTOYHUKOM BOJIOPOJIa B MIPHUCYT-
CTBHH METAJTMYECKOTO KaTalu3aTropa B WHEPTHOM PACTBOPHUTENE. DTy PEaKIUIo IPHU HEOOXOIUMOCTH MOXKHO
MPOBOIUTH B IPUCYTCTBHH KAaTATUTHYECKOTO UM M30BITOYHOTO KOJHMYECTBA OPTaHUYECKON KHUCIOTH MU OT 1
110 50 9KB. XJIOPHCTOTO BOJOPOJIA.

[IpuMepbl yIIOMSHYTOTO BHIIIE "METANTMYECKOr0 KaTaunu3aropa’ BKIIOYAIOT Majulaguii-Ha-yriie, majia-
JUCBYIO YCPHB, XJIOPHUI MALIAANSA, POAUNA-HA-YTIIe, OKCHU] IUIATHHBI, IUTATHHOBYIO YePHb, IUIATHHY-MAJIA U,
HUKeNb PeHes, koO0ansT Peres u 1.1 KonmdyecTBO mpUMEHSIEMOT0 B peakiiy "METaIUIMIECKOTO KaTtanuzaropa',
Kak npasuiio, coctasisieT ot 0,001 o 1000 skB., npeanourutensHo oT 0,01 g0 100 3KB. MO OTHOIICHHUIO K KOJIU-
YECTBY COeIUHEHUs (42).

[Tpumeps! yOMSIHYTOTO BBIIIE "UCTOYHNKA BOJOPOAA" BKIIIOUAIOT Ta3000pa3HbIi BOJOPO | T.11.

[Tpumepb! yITOMSHYTOH BBIIIE "OpraHMYECKON KUCIOTH" BKIIOYAIOT YKCYCHYIO KUCIIOTY U T.IL.

[Tpumepbl yIIOMSIHYTOTO BBIIIE "HHEPTHOTO PACTBOPHUTEN" BKIIOYAIOT "CIIMPTOBBIE pacTBOpUTENH", ""HUT-
pWIBHEIE pacTBOpUTeNH", "apoMaTHUECKUe pacTBOpHUTeNH", "amudaTHdecKkne yriieBOJOPOIHBIE PacTBOPUTENH",
"3¢upHbIe pacTBOpUTENH", "aMHUIIHBIE PACTBOPHUTETH", "TaIOTeH3aMeeHHBIE YTJIEBOAOPOIHBIC PACTBOPUTENH",
"pacTBOPUTENN U3 YHCIA OPTAHWICCKUX KHUCIOT" T.IM. DTH PACTBOPHUTEIH MPEANOYTHTEIHHO MPUMEHSIOTCS B
CMECH C BOJIOW B IMOAXOJSIEM COOTHOIICHHH. 13 mepeuncieHHbIX pacCTBOPHUTENEH MPETOYTHTENbHBIMUA SIBIISI-
10TCS "CHUPTOBBIE PACTBOPUTENH".

Temneparypa npoBeneHUs peakluy, Kak MpaBuio, coctasiseT ot -70 no 150°C, npeanouturensHo ot -20
Jo 100°C.

Bpewms 3aBepiieHus peakuuu, kak npasuio, cocrasisieT ot 0,1 no 100 4, npennoururensHo ot 0,1 10 40 1.

Cynb(hoHOBBIC POU3BOIHBIC WU CYJIHGOKCUIHBIC TPOU3BOJHEIC, KOTOPHIC MPEICTABISAIOT CO00H coemu-
Hernue (42) wim coequnenue (3-1), rae X! sBNISICTCS OKMCIICHHBIM aTOMOM cephl, MOYKHO I0JIy4aTh, BBOASA CO-
emuHenne (42) i coenuuenne (3-1), rae X' SBISETCS ATOMOM CEpBI, B PEAKIIHIO OKHCIICHHSL.

Ty peakiHio MPOBOIIT 110 MeToxuke, ommcannoii B 4™ Edition Jikken Kagaku Kouza 20 (The Chemical
Society of Japan ed.), p. 276-278, 503 v 110 aHATOTHYHOTH METOTHKE.

Coenunenne (41) MOXHO TTOTydaTh IO METOINKE, U3BECTHOM I10 CYIIIECTBY.

Cxema peakmun 11
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rJie KaXIblii CHMBOJI COOTBETCTBYET JAHHOMY BBIILIE OTPEICIICHHUIO.
Coenunenne (45) MOXKHO TTOJTydaTh, HAIPUMED, BBOJS coeAuHEeHNE (44) B peakunio CyIb(QOHUITHPOBAHUS.
DTy peakiuio OCYIIECTBISIOT TAKKM K€ cIiocoO0M, Kak ¥ moiydeHue coequHenus (18) Ha cxeme peakium

Coenunenwre (47) MOXKHO TIOyYNTh, HAPUMED, B3AUMOJICHCTBIEM coeTMHEHUS (45) ¢ coennHeHueM (46).

DTy peakuuio IpOBOJIAT, OCYILECTBIISIS B3aUMOICHCTBHE coeqnHenus (45) ¢ coennnenueM (46) B IpucyT-
CTBHM OCHOBaHHs B WHEPTHOM pacTBopHTelie. IIpi He0OXOANMOCTH 3Ty peaknnuio MOYKHO MPOBOANUTH NPH JeH-
CTBMH MUKPOBOJIHOBOTO U3ITyUYCHHUS.

KonmuecTBo mpuMeHseMOTro B peakiuu coeanHenus (46), kak npaBuio, cocrasiser ot 1 go 10 akB., npen-
MOYTUTENIBHO OT | 10 5 5KB. MO OTHOIIECHHUIO K KOJUYECTBY coequHEeHHUS (45).

ITpumMeps! yIOMSAHYTOTO BBIIIE "OCHOBAHUS" BKIIIOYAIOT "HEOpraHMYECKHe OCHOBaHU'", "OCHOBHBIE conu",
"apoMaTHyecKkue aMUHBI", "TpETHIHbIC aMUHBI", "TUAPUIBI METOTHBIX METAJIOB WIIN MIEJI0IHO-3eMETbHBIX Me-

-29 -



021698

TannoB" u T.1. KonndecTBo mMpuMeHAEMOro B peakuuu "0CHOBaHUs'", Kak MpaBUiIo, cocTasiseT oT 1 1o 10 3ks.,
MPEANOYTUTENBHO OT 1 10 5 9KB. 10 OTHOILIEHHUIO K KOJMYECTBY coequHEeHUs (45).

[Ipumepbl yIOMSHYTOTO BBINIE "WHEPTHOTO PACTBOPHUTENA" BKIIOYAIOT "HUTPHUIILHBIC pPacTBOPUTENH",
"aMHIHBIC PacTBOPHUTENH", ""TajJoreH3aMeIeHHbBIE YTIIIEBOAOPOIHbIE pacTBOopuTeNn”, "ddupHbIE pacTBOpUTEIH"
U T.I. OTH PaCTBOPHUTENIN MOTYT IPUMEHATHCSA B BHIE CMECH IBYX WM 00jee pacTBOPUTENCH B IMOAXOAIIEM
COOTHOIIIEHNHU. VI3 mepeyncIeHHbIX pacTBOPUTENIeH npeanouTuTenbHbpMuU sBsitoTcsd TI'D, JIM®DA u T.11.

TeMmmeparypa poBEACHHUS PEAKITUH, KaK MpaBmiIo, cocTaBiseT oT -100 mo 200°C, npennoututesibHo oT 0
no 150°C.

Bpewms 3aBepuieHus peakiuu, Kak IpaBUIIO, COCTABISIET OT 5 MUH 10 48 4, npeanoyturenabHo ot 30 MuH
70 24 4.

Coenunenue (3-2) MOXKHO HOJIYYUTh, HAIPUMEP, BBEJICHHEM coequHeHNus (47) B peakIMIO CHATHS 3aIlUThIL.
Peaknuto cHATHUS 3alIUTHI MOKHO IMPOBOJUTH MO METOAUKE, U3BECTHOM IO CYILIECTBY, HAIIPUMEDP MO METOJUKE,
onmcanHoit B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), niu nmono6Ho# MeToauKe.

Coenunenue (44) u coequnenue (46) MOXHO NOJTy4aTh 10 METOANKE, N3BECTHOH T10 CYIIIECTBY.

Cxema peaxuuu 12
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rae R? apseTcs HeoOs3aTenbHo 3amerneHHoN C_aIKUIbHOM TPYIIION;

JIpyTHE CUMBOJIBI COOTBETCTBYIOT JAHHBIM BBIIIE ONPEACICHUSIM.

Coenunenne (49) MOXKHO MOJTYYUTh, HATIPUMED, B3aUMOJICHCTBHAEM coeiHeHus (48) ¢ HeoOs3aTebHO 3a-
MEIICHHBIM aJTKWITaOTCHALIETATOM WM HEO0SI3aTeIFHO 3aMEIICHHBIM aTKHII IUA30aIeTaTOM.

YHOMSHYTYIO BBIIIE "PEaKIUI0 ¢ HEOOS3aTEIEHO 3aMEICHHBIM AJIKHTAIOTeHAIIETaTOM" TIPOBOST, BBOAS
BO B3aUMOJICHCTBUE COoeqMHEHUE (48) U HE0OA3aTEIFHO 3aMCIICHHBINH aJTKWII TaJIOTCHAIICTAT B IPUCYTCTBUHU OC-
HOBaHUS B MHEPTHOM DPACTBOpHUTENC. DTy PEAKIHUIO0 IPHU HEOOXOIMMOCTH MOXHO IPOBOIWTH B TMPUCYTCTBHU
KaTanm3aTopa Mex(a3HOTro mepeHoca.

[Ipumepbl yIOMSHYTOTO BHINIE "HEOOA3aTEIHHO 3aMEIIEHHOTO AKHWITAoTeHaleTara" BKIIOYAIOT JTHII-
OpomarieTar, TpeT-0yTri OpoMarieTat U T.1. KonrmdecTBO MPUMEHSIEMOT0 B PEakIuy "Heo0sA3aTeNbHO 3aMeIIeH-
HOTO aJIKWJI rajoreHamerara’, Kak MpaBuiio, coctaBisieT oT 1 mo 10 3KB., IPeamOYTHTENBHO OT 1 10 5 9KB. MO
OTHOIIICHHIO K KOJIMYECTBY coeTuHEHUS (48).

[Tpumepbl yIIOMSHYTOTO BEIIIIE "OCHOBaHWA" BKIIOYAIOT "HEOPTaHUIECKHEe OCHOBaHUA", "OCHOBHBIEC COH",
"apomMaTtnyeckue aMuHBI", "THIPHUABI METOYHBIX METAJIOB M IIEIOYHO-36MENIbHBIX METaIOB", "aJIKOKCHIBI
MeTamwioB" u T.I. KonndecTBo mpuMeHseMoOro B peakiuu "OCHOBaHHMA", KaK MpaBUIIO, cocTaBiseT oT 1 go 10
9KB., IPEAMOUYTUTENBHO OT | 10 5 3KB. IO OTHOIICHHUIO K KOJUUECTBY coequHeHus (48).

IIpuMeps! ynoMSHYTOTrO BBHIIIE€ "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAacTBOpUTENH",
"aMHIHbIE pacTBOpUTENHN", "raJoreH3aMelleHHbBIE YIIIeBOAOPOIHbIE pacTBopuTenn'”, "a¢upHbIe pacTBOpHTEIN"
U T.II. DTU PACTBOPUTEIH MPEINOYTHTEIFHO MPUMEHSIIOTCS B CMECH € BOJOM WIIM B BHJIC CMECH JIBYX WM He-
CKOJIBKHAX PacTBOPHUTEINICH B MOAXOIIEM COOTHOIICHHUH. V3 TIepeunciieHHBIX PacTBOPUTENCH MpearnoYTHTEb-
HbeIMH SBIITIOTCS TT'®, IM®DA m 1.11.

[Ipumepbl yIIOMSHYTOTO BhINIE "KaTtamu3aTopa Mex(a3zHOTO MepeHoca" BKIIOYAIOT YETBEPTHUHBIE aMMO-
HUEBBIE COJH (HAIIpUMep, OpoMUI TeTpabyTHIaMMOHUS, XJIOpHA OCH3MITPHOKTHIAMMOHUS, THIPOCYIb(ar TeT-
pabyTtwiaMMoHus) U T.11. KoaudecTBo MpUMEHAEMOTo B peakiny "Katanm3aTopa MexdasHoro mepeHoca’, Kak
npaBmiio, coctasiser ot 0,001 go 10 3xB., mpeamourureabHO oT 0,01 10 1 2KB. MO OTHONICHHIO K KOJUYECTBY
coeauHeHUs (48).

Temneparypa npoBefeHUs peakluy, KaKk MpaBuio, cocrasiser oT -100 no 150°C, npeanoururensro ot 0
Jo 100°C.

Bpewms 3aBepiieHust peakluu, Kak MpaBuiio, cocTaBiseT oT 5 MuH 1o 100 4, npeanoyturensHo ot 30 MuH
J10 48 u.

YHOMSHYTYIO BBIIIE "PEaKIUIo ¢ He00A3aTEIFHO 3aMCIICHHBIM AlTKMT JIUA30a1eTaToM" MPOBOJST, OCYIIC-
CTBJISISI B3aUMOJICHCTBHE COeTMHEHUS (48) ¢ HE00A3aTeNbHO 3aMEIIICHHBIM AJIKHJI IMa30aleTaTOM B IPUCYTCTBUU
METAJUTMIECKOTO KaTaln3aTopa B HHEPTHOM PacTBOPHTEIIE.

[Tpumepbl yIOMSHYTOTO BBINIE "HEOOS3aTEIILHO 3aMENICHHOTO alKMII Juasoarierara’ BKIIOYAIOT JHA30-
JTWIANETAT U T.1. KomndecTBO MpUMEHIeMOro B peakiuy "Heo0s3aTeIhbHO 3aMEIeHHOTO JIKIII Jua3oarerara’,
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KaK TpaBWIO, COCTAaBIsIeT OT 1 10 10 3KB., MPEINOYTUTENHHO OT 1 IO 5 3KB. MO OTHOIICHUIO K KOJIMYECTBY CO-
enuHenus (48).

[TpuMepbl yIOMSIHYTOTO BBIIIE "METAIMYIECKOTO KaTajau3aTopa' BKIIOYAIOT JUMEp arlerara POJus H T.II.
KonmdgecTBo mpuMeHIEMOT0 B peakiiuy ""MeTaNIMIeCKOTo KaTaim3aropa”, kKak npasuio, coctasiseT ot 0,001 1o
10 sxB., npeanoututensHo oT 0,01 10 1 KB. 10 OTHOIICHHUIO K KOJIMYECTBY COeTMHEHUS (48).

[Tpumepbl YIOMSHYTOTO BBIII€ "MHEPTHOTO PACTBOPUTENA" BKIIOYAIOT "apoMaTHUYECKHE PACTBOPHUTEITH',
"anmudaTHdecKkue yTIeBOJIOPOAHBIE PACTBOpUTENH", "HUTPHIbHBIC pacTBOpUTENH", "aMHUIHBIE pacTBOpUTENH",
"rajoreH3aMeIeHHbIe YTIeBOIOPOAHbIE pacTBopuTenn”, "3upHble pacTBOpUTETH" U T.II. DTH PACTBOPHUTEITH
MOTYT MPUMEHSITHCS B BHJIC CMECH JIBYX MU OOJIee PaCTBOPUTEICH B MOAXOAINEM COOTHOIIEHUH. V3 mepeuwc-
JICHHBIX PACTBOPHTEJICH MPEANOYTHTEIBHBIMHE SBISFOTCS TOTYOJI, TUXJIOPMETaH U T.II.

Temneparypa npoBefeHUs peakluy, Kak MpaBuio, cocrasiser oT -100 no 150°C, npeanoururensro ot 0
Jo 100°C.

Bpewms 3aBepuieHus peakiuu, Kak IpaBUIO, COCTABISIET OT 5 MUH 10 48 4, npeanodyturenabHo ot 30 MuH
10 24 u.

Coeaunenne (50) MOXHO TOJTydaTh, HAPUMED, TIOJIBEPTas coeauHeHue (49) Tuapoaunsy.

DTy peakuio MPOBOIAT, BO3ICHCTBYSI Ha coennHeHue (49) OCHOBaHNEM B MHEPTHOM PACTBOPHUTEIIE.

[Tpumepb! yIIOMSHYTOTO BBIIIE "OCHOBaHHS" BKIIIOYAIOT "HeOpraHUdeckre ocHoBaHU" U T.1. KonmudecTtBo
MIPUMEHSIEMOT'O B peaKIMK ""OCHOBAaHMS'", KaK MPaBIIO, COCTABIsET OT 1 10 10 9KB., IPEeAMOYTUTENHEHO OT 1 10
1,5 3KB. IO OTHOIIIEHUIO K KOJIMYECTBY coequHeHUS (49).

[Ipumepbl YIIOMSHYTOT'O BBINIE "WHEPTHOTO PACTBOPHTENA" BKIIOYAIOT '"CIUPTOBBIE PACTBOPHUTETH',
"s¢upHbIe pacTBopuTenu", "aMHIHBIE pacTBOPUTENN", "TaJoreH3aMeIleHHBIE YIIICBOIOPOIHBIE PACTBOPHUTEIN"
U T.II. DTH PACTBOPHUTENN MPEIMOYTHTEIEHO IPUMCHSIOTCS B CMECH C BOJIOW B MOJXOJISAIIEM COOTHOIICHUU. 13
MCPCYHCIICHHBIX PACTBOPUTENCH MPEAMOUTHTEIBHBIME SBISIOTCS "CIHPTOBBIC PACTBOPUTETH', COICpIKaIIHe
BOZY.

Temneparypa npoBeneHuUs peakluy, KaK MpaBUio, cocTaBisieT oT -78 no 150°C, npeanouturensHo ot -20
no 100°C.

Bpewms 3aBepiieHus peakinu, Kak MpaBuiio, coOCTaBisgeT oT 5 MuH 10 100 4, mpeanoyturensHo ot 30 MUH
10 24 4.

Crioco6 monydenwust coequHeHus (50) ynaneHreM TPYIIbI, 3alUIAoNeil KapOOKCHIBLHYIO TPYIIITY, U3 CO-
equHeHus (49), MOXKHO TaKKe OCYIIECTBIATH MO0 METOAHMKE, U3BECTHOM IO CYIIECTBY, HAIPUMEp, IO CIOCo0Y,
onmicanHoMYy B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), wim momo6HOMYy c1rioco0y.

Coenunenue (51) MOXKHO MoJTy4aTh, HarpuMmep, BBojs coenunenue (50) B peaknuto amuauposanus ¢ N,O-
JUMETHITHAPOKCHITAMUHOM.

YHoMsaHyTy10 BblIlIe "peakluuio aMUAUPOBaHUSA" MPOBOAAT MO TaKOM e METOJIUKE, KaK U MOoJIyueHHe
"aMUTHOTO MPOU3BOJHOTO", KOTOPOE OMKCAHO B KAYECTBE OJTHOTO U3 Croco0o0B monyueHus coenuuenus (I-1) Ha
CXEM€ peaxiuu 2.

Coenunenue (52) MOXKHO NOTy4aTh, HAIPUMEp, B3auUMoJeHcTBUEM coenHEeHHs (51) ¢ COOTBETCTBYIOLINM
METaJUIOOPTaHMYECKIM PEareHTOM B HHEPTHOM PacTBOpPHUTEIIE.

DTy peaknuio MpOBOJAT cIIocoO0M, aHAJIOTHYHBIM CIIOCO0Y MoydeHus coenuHenus (29-1) Ha cxeme pe-
aKIIH 8.

Coenunenwre (20) MOXKHO TOJTy4aTh, HAPUMED, BBOIS coeAMHEHUE (52) B peaKIInio BOCCTAHOBIICHHUS.

DTy peakIrio MPOBOIAT IO TAKOW e METOAMKE, KaK U TIoJdydeHue coeAnHeHns (33) Ha cxeme peakiuu 8.

Coeaunenue (48) MOXKHO MOJTy4aTh O METOJIMKE, U3BECTHOM MO CYIIECTBY.

Cxema peaxknun 13
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JIpyTH€ CUMBOJIBI COOTBETCTBYIOT JAHHBIM BBIIIE ONPEACICHUAM.

Coenunenue (52) MOXHO NOJTy4YaTh, HAIPUMEP, BBOAS coenHeHue (49) B peakIiio BOCCTAHOBICHUSL.

DTy peakiuio MPOBOAST, OCYIIECTBISI B3anMoaelcTBre coenuHeHus (49) ¢ BOCCTaHABIMBAIOIIUM arcH-
TOM B HHEPTHOM PacTBOpHTEIIE.

[Tpumepbl YTOMSIHYTOTO BBIIIE "BOCCTAaHABIMBAIOIIETO areHTa" BKIIOYAIOT THAPUILI METAJUIOB (HAIIPUMeEp,
JUHA300y THIIAIOMIHUITHIPUA), METAIIOTUAPUIHbIE KOMIUIEKCHI (HarmpuMmep, OOpruApua HaTpusl, JTUTHHAIIO-
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MUHHATHIPH], HATPUHATIOMUHUUTHIAPUA, OOPTHAPUI KaldbIHs, OUC-(2-METOKCUITOKCH)ATFOMAUHUNTHAPUI Ha-
Tpusi) u T.11. KosmaecTBo, NCTIONB3yeMOro B peakuny "BOCCTaHABIMBAIOIIETO areHra’, Kak MpaBuiio, COCTABIISIET
o1 0,1 10 20 3KB., IPEATOYTUTETHHO OT 1 0 5 9KB. MO0 OTHOIICHHIO K KOJIMYECTBY coenHEHus (49).

[Tpumepbl YIOMSHYTOTO BBIIIE "MHEPTHOTO PACTBOPHUTEINSA" BKJIIOYAIOT "CIIUPTOBEIE pacTBopuTenu', "apo-
MaTHUYecKHe pacTBopuTenn”, "amudaTHUecKne YTIEBOAOPOIHBIC pacTBopuTenu”, "s(hupHBIE pacTBOpHUTEIH",
"aMHTHBIC PACTBOPUTENN" | T.I. DTH PACTBOPUTEIHN MOTYT IPUMEHSATHCS B BUJIE CMECH JABYX WM 0oJiee pacTBO-
puTeNel B HOIXOIAIIEM COOTHOIICHHH.

Temmeparypa npoBeneHUsT peakiuy, Kak MpaBmiIo, coctasiseT ot -70 mo 150°C, npeamodyrurensHO oT -20
Jo 100°C.

Bpewms 3aBepiienus peakuuu, kak npasuio, cocrasisieT oT 0,1 no 100 4, npennouyrurensHo ot 0,1 10 48 1.

Coenunenue (54) MOXHO MOJYYUTb, HAIPUMED, BBOJS coeAnHEeHHUE (53) B peakHIO OKHCICHHS.

DTy peakio NPOBOJAT ITyTEM B3aUMOJICHCTBHS coequHeHus (53) ¢ OKHUCIUTEIEM B HHEPTHOM PacTBOPH-
tene. [Ipu HEOOXOAMMOCTH, 3Ty PEaKIMIO0 MOXKHO IIPOBOJUTE B MPUCYTCTBUH OT 1 10 10 9KB. OCHOBaHUSL.

[Tpumeps! yIOMSIHYTOrO BBIIIE "OKHCIUTENS" BKJIIOYAIOT MEPPYTEHAT TETPAaNpONMIAMMOHHS, TPUOKCH
xpoma, peareHT Jlecca-MapTuHa, KOMIUIEKC MUPUIIHA ¢ TPHOKCHIOM CepHl U T.11. KoxmdaecTBo mpuMeHseMoro B
peaknuu "okucauTens", Kak MmpaBuio, cocTarisieT oT 1 1o 10 9KB., IPEeANOYTUTENHLHO OT 1 IO 5 9KB. 1O OTHO-
MICHUIO K KOJIMIECTBY coetnHeHus (53).

[Tpumepbl yIIOMSIHYTOT'O BBIIIE "OCHOBaHUS'" BKIIOYAIOT "apoMaTHYeCKHe aMHUHbBI", "TpeTHIHbIe aMUHBI" U
T.IL.

[IpuMepbl yIOMSHYTOTO BBINIE "WHEPTHOTO PACTBOPHUTENA" BKIIOYAIOT "HUTPHUIILHBIC pPacTBOPUTENTH",
"aMHIHbIE pacTBOpPHUTENH", "TaJoreH3aMelleHHbIEe YTIeBOIOPOAHbIE pacTBopuTen”, "sdupHble pacTBopuTen',
"apoMaTHyeckue pacTBOpHTENH", "CyIb(OKCHAHBIE pacTBOpUTENH" W T.I. DTH PACTBOPHUTEIN MOTYT IIPHMe-
HSTBHCS B BUJIE CMECH JIBYX HJIM O0Jiee pacTBOPUTENIEH B MOJXO/SIIEM COOTHOIICHHH.

Temneparypa npoBeneHUs peakluy, Kak MpaBuio, coctasiseT ot -100 go 50°C, npexnouTurensHoO OT -78
Jo 0°C.

Bpewms 3aBeprieHus peakiiuu, Kak MpaBHIIO, COCTABISET OT 5 MUH 10 48 4, mpeanodrurensHo ot 30 MUH
0 24 4.

Coenunenwre (20) MOXHO TOTy4aTh, HAPUMED, B3aUMOACHCTBUEM cOeMHEHUS (54) C COOTBETCTBYIOIINM
METaJUIOOPTaHMYECKIM PEareHTOM B MHEPTHOM PacTBOpPHUTEIIE.

[Ipumepbl yIIOMSIHYTOTO BBINIE ""METAIUIOOPTAaHHYECKOTO peareHTa" BKIIOYAIOT PEakTUBBI | puHbsIpa (Ha-
npuMep, METHIMArHHHOPOMHU, METHIMAarHAHUXIIOPH), TUTHAOPTaHUIECKUE PEareHTHl (HampuMep, METHILIH-
THi) 1 T.1. KonndecTBo MCIoNIb3yeMoro B peakiyy ""MeTauIoOpraHHYecKoro peareHra', Kak IpaBHIIO, COCTaB-
nset ot 1 10 20 3KB., IPSAMOYTHTEIBHO OT 1 10 5 3KB. IO OTHOIICHUIO K KOIUYCCTBY COCAMHEHUS (54).

IIpuMeps! ymoOMSHYTOTrO BBHIIIE "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAacTBOpUTENH",
"anndaTruuecKre yrieBoJOopOAHbIe pacTBOpUTenH", "3¢HUpHBIE pacTBOpHUTENH', "TaJoreH3aMenleHHbIe YIIIeBO-
JIOPOJIHBIC PACTBOPHUTENH" | T.II. DT PACTBOPUTEIN MOTYT NIPUMEHSTHCS B BHJE CMECH JIBYX MM OoJiee pacTBO-
puteneil B MOAXOJSIIEM COOTHOIICHHHU. V3 MepedynciIeHHbIX pacTBOPHUTENICH MPEAOYTHTEIBHBIMHA SIBISIOTCS
TI'® u 1.1

Temmeparypa npoBeneHUsT peakini, KaKk MPaBmIO, COCTaBIsAEeT oT -78 mo 150°C, npeamodrurenasHO OT -20
no 100°C.

Bpewms 3aBeprieHus peakiiuy, Kak MpaBHIIO, COCTABISET OT 5 MUH 10 48 4, mpeanodrurensHo ot 30 MUH
10 24 4.

Coenunenue (20-1) MOXXHO MTOTY4UTh, HAIPUMED, BBOIS coenuHeHne (54) B peakiuio nepQropaakuiInpo-
BaHUS.

Peakuyio ocymiecTBISIIOT IMyTeM B3auMOAEHCTBUS coenuHeHHs (54) ¢ COOTBETCTBYIOUIMM IepPTOpaIKHU-
JMPYIOIIUM areHTOM B IIPUCYTCTBUH (TOpHIA B MHEPTHOM pacTBopuTeie. [locie 3aBepiieHus ynoMsHyTOH pe-
aKIMY TIPH HEOOXOANMOCTH MOXKHO TIPOBECTH PEAKIHNIO JIECHITHINPOBAHUSL.

[Mpumeps!l  ynmoMsHYTOro  BhHIIIE "HMEepOTOPANTKWIMPYIONIETO  areHTa"  BKIIOYAlOT — TPUMETHIICH-
mt(niepGTOPaANTKII)CHIIaHBI (HapuMep, TpUMETIII(TpUuTOpMeTHI)cruilaH) U T.1. KolndecTBO MpUMEHsIEMOTO B
peakuu "nepGTOpaTKUIPYIONIETo arenTa, Kak mpaBuio, cocTaBisgeT oT 1 1o 20 3KB., IPEeANOYTUTENHHO OT 1
IO 5 2KB. TI0 OTHOIICHHIO K KOJMIECTBY coequHeHUs (54).

[Tpumepbl YTOMSHYTHIX BhIIIE "(GTOPUAOB" BKIIOYAIOT GTOPUABI TETPaaTKUIAMMOHUS (Hampumep, Gropus
TeTpaOyTHIaMMOHWS), GTOPUABI METAIOB (HampuMmep, GTOpUA Kamus) u T.. KodndecTBO NMPUMEHSIEMOTO B
peakuu "dropuna", Kak MPaBHUIIO, COCTABISIET OT KATATUTHIECKOTO KojudecTBa 10 20 dKB., MPEATIOYTHTEIHHO
o1 0,1 10 5 9KB. 110 OTHOILLIEHUIO K KOJIMYECTBY coeauHeHus (54).

IIpuMeps! ynOMSHYTOTO BBIINIE "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAacTBOpUTENH",
"anudarnuecKue yrieBoJopoHbIe pacTBopuTenu', "agupHbIe pacTBopHuTeNnn', "aMHuaAHbBIE pacTBopHUTENH', "Ta-
JIOT€H3aMellIeHHbIE YTIIICBOAOPOIHBIE PACTBOPUTENH" H T.II. DTH PACTBOPHUTENIN MOTYT IPUMEHSTHCS B BUIE CMe-
CH JIBYX WJIM OOJjiee pacTBOpHUTEJIEH B MOAXOSAIIEM COOTHOIICHHWH. V3 mepedncieHHbIX pacTBOpUTENei mpen-
MOYTUTENbHBIMU SIBISIFOTCS TT'D 1 T.11.

Temmeparypa NMpoBeNeHUs peakini, KaKk MPaBHIIO, COCTaBIsAET oT -78 mo 150°C, nmpeamodrurensHO OT -20
no 100°C.
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Bpewms 3aBepuieHus peakiuu, Kak IpaBUIO, COCTABISIET OT 5 MUH 0 48 4, npeanoyturenasHo ot 30 MuH
10 24 u.

YTIOMSHYTYIO BbIIIE "peakiuio TeCHIMINPOBAHAA" MOKHO BBITIOJHATD 110 METOUKE, U3BECTHOMH IO CyIIle-
CTBY, HampuMmep IO MeToauke, ommcaHHOM B Protective Groups in Organic Synthesis, John Wiley and Sons
(1980) wmm monOOHOM METOTUKE.

Coennnenne (49) MOXHO TTOTYYUTH IO METOIUKE, U3BECTHOM T10 CYITIECTBY.

Cxema peaxuuu 14
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Tl KaX/IbIi U3 CHMBOJIOB COOTBETCTBYET JAHHOMY BBIIIE ONPEAEICHUIO.

Coenunenue (55) MOXHO MOIYyYUTh, HATIPUMED, BBOAS coefnHenue (54) B peakuio AITOKCHINPOBAHUSI.

Peakuyio sMOKCHIMPOBAaHHS MOKHO HPOBOIUTH CIOCOOOM, M3BECTHBIM IO CYIIECTBY, HalpuMep CHOCO-
60oMm, ormncanubiM B Journal of American Chemical Society, p. 867-868, 1962, nin aHanOruaHBIM CIOCOOOM.

DTy peakIyIo OCYLIECTBISIOT, BBOIS coeauHeHne (54) BO B3aMMOAEHCTBUE C WIIMIOM CEpbl B HHEPTHOM
pacTBOpHUTEIE.

[Tpumeps! ynoMsiHyTOrO BBIIE "WIIMIA Cephbl” BKIIOYAIOT JUMETWICYIb(QOHUN METHIHI, JUMETHIOKCO-
cynmbhoHUN MeTIIU U T.1. KOJMIecTBO MPUMEHSIEMOT0 B peakiiuu "wiuaa cepbl, Kak MPaBUIIO, COCTABIISET OT
1 mo 10 3KB., IPENMOYTHUTENBHO OT 1 10 5 3KB. 0 OTHOIICHHUIO K KOJTMYECTBY coeAuHEeHUS (54).

[Tpumepbl YITIOMSHYTOTO BBINIE "HHEPTHOTO PACTBOPUTEINA" BKIIFOYAIOT "CYIb(OKCUIHBIE PACTBOPHUTETH",
"3¢upHBIe pacTBOpHTENH", "apoMaTHYECKHE PACTBOPUTENTH" W T.II. DTH PACTBOPHUTEIH MOTYT NMPUMEHITHCS B
BHUJIE CMECH JIBYyX WJIH 00Jiee pacTBOPUTETIEH B MOJXOISMIIEM COOTHOIICHHH.

TeMmmeparypa NpoOBEACHUS PEAKINH, KaK MpaBuiio, coctarisier oT -100 mo 150°C, mpeamodTurensHO OT
-78 mo 100°C.

Bpewms 3aBepuienus peakiuu, Kak IpaBUIIO, COCTABISIET OT 5 MUH 10 48 4, npeanoyturenabHo ot 30 MuH
0 24 4.

Coenunenue (20-2) MOXXHO NOJTy4YaTh, HAIPUMEP, BBOAS coeanHeHue (55) B peakiuo GpTOpHpOoBaHusL.

YrnomsHyTy10 BhIIIEe "peakunio (GTOpUpOBaHUS" TPOBOIAT ITyTEM B3aMMOJCHCTBHs coeiauHeHus (55) c
(TOPUPYIONINM arecHTOM B HHEPTHOM PacTBOpPHUTEINE HIH 0€3 pacTBOPUTEIIS.

[Tpumepsl yrmoMsHyTOTO BhINIE "(TOpHUpyIOMEro areHTa" BKIIOYAIOT TUTHAPOTPUPTOPUA TETpaOyTHIaM-
MOHWUSI, (hTopuy Kayms, GTOpUA TeTpaOyTUiIaMMOHHS W T.N. KomndecTBO mpuMeHseMoro B peakuud "dropwu-
pyroIero arelra", Kak mpaBmIo, cOCTaBiseT ot 1 1o 10 3KB., MPEAMOITHTEIHHO OT 1 10 3 KB. 10 OTHOLIECHUIO K
KOJIMYECTBY coemHEHuUs (55).

[IpuMmepbl yIMOMSHYTOTO BBINIE "WHEPTHOTO PACTBOPHUTENA" BKIIOYAIOT "HUTPHUIILHBIC pPacTBOPUTENH",
"aMHIHbIE pacTBOpPHUTENH", "TaJoreH3aMelleHHbIEe YTIeBOIOPOAHbIE pacTBopuTenn”, "sdupHble pacTBopuTen',
"apoMaTtHyeckue pacTBOpHuTeNHd"”, "Cynb(OKCHAHBIE pacTBOpUTENH" W T.I. DTH PACTBOPHUTEIN MOTYT IIPHMe-
HATHCSI B BHJIE CMECH JBYX WMJIM 00Jiee pacTBOPHUTEINEH B ITOAXOMAAIIEM COOTHOUIEHHH. V3 mepednciieHHBIX pac-
TBOPHTEJICH NPEANOYTUTEIBHBIMU ABISIIOTCS XJIopOen3ou, JJM®PA u 1.1

Temneparypa npoBefeHUs peakluy, Kak MpaBuio, cocrasiser oT -100 no 200°C, npeanoururensHo oT 0
Jo 150°C.

BpewMs 3aBeprieHus peakiiuy, Kak MpaBHIIO, COCTABISET OT 5 MUH 10 48 4, mpeamnodrurensHo ot 30 MUH
10 24 4.

Coenunenwne (54) MOXHO TOTYYUTH TI0 METOIUKE, U3BECTHOM T10 CYITIECTBY.

Cxema peakuuu 15

R RY :‘IO
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wh R wi R
(89) {20-3)
rae R® sisiercst atomom Bogopona unu C,_saTKUIbHON TPYIIIOH, HEoOs3aTeIbHO 3aMENEHHOW aTOMOM
(aToMammu) ranorexa;
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R’ npescraBisier coGoit 3aMeCTHTETb;

JIpyrHe CUMBOJIBI COOTBETCTBYIOT JAaHHBIM BBIIIE OIPEICICHHSM.

Coenunenwne (56) MOXHO IMOJIYYHUTh, HAIIPUMED, B3aUMOJIEHCTBIEM coequHeHUS (54) C COOTBETCTBYIONIUM
METaJUIOOPTaHMYECKIM PEareHTOM B MHEPTHOM PacTBOPUTEIIE

[Ipumepbl yIIOMSHYTOTO BBINIE ""METAIUIOOPTAaHMYECKOTO peareHTa" BKIIOYAIOT PEaKTUBBI | puHbsIpa (Ha-
prMep, BUHIWIMAarHHHOPOMUA), TUTHHOPraHMYEeCcKHe peareHTsl (HampuMep, BUHWUINTHH) 1 T.11. KommuectBo
HCTIONB3YEMOTO "METaINIOOPTaHUIEeCKOT0 peareHTa", Kak MmpaBuio, cocTaBiseT oT 1 g0 20 3KB., MPeANoYTH-
TEJIHHO OT 1 10 5 AKB., OTHOCUTEIHHO KOJIMYECTBA coequHeHU (54).

IIpuMeps! yNnoMSHYTOTrO BBHIINIE€ "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAacTBOpUTENH",
"anugaTruuecKre yrieBolopoaHbIe pacTBopHUTeNH", "3upHBIe pacTBOpUTEIH" U T.II. DTH PaCTBOPUTEIH MOTYT
NPUMEHSTHCS B BHJIE CMECH JBYX WK OoJiee pacTBOpUTENICH B MOAXOASIIEM COOTHOIIECHHH. M3 epeunciieHHbIX
pacTBopuUTeNel MPeAnoUYTUTENbHBIMU ABJSIIOTCS TT'D 1 T.11.

Temneparypa npoBeneHUs peakluy, KaK MpaBUio, cocTaBisieT oT -78 no 150°C, npeanouturensHo ot -20
Jo 100°C.

Bpewms 3aBeprieHus peakiiuy, Kak MpaBHIIO, COCTABISET OT 5 MUH 10 48 4, mpeamnodrurensHo ot 30 MUH
0 24 4.

Coenunenwe (57) MOXKHO TOJTy4aTh, HAIPUMED, BBOS coeAHEHHE (56) B peakInio CHIIMIINPOBAHUS

Peakuio crmMaMpoBaHMS MOXKHO OCYIIECTBIISTH MO METOAWKE, M3BECTHOU IO CYIIECTBY, HApPUMEp IO
MeToIIiKe, onmrcanHo# B Protective Groups in Organic Synthesis, John Wiley and Sons (1980) nmu mogo6HOH.

Coenunenwre (58) MOXHO IMMOTy9aTh, HAIPUMED, MOABEpras coeauHeHue (57) OKUCIUTETHPHOMY pacIIeriie-
HUIO WM OKHCJICHHIO 030HOM.

DTy peakuuio OCyIIECTBIISIOT IIyTeM B3anMOIEHCTBUS coeauHeHus (57) ¢ oKHcauTeeM B MHEPTHOM pac-
TBOpHTENe. [Ipyn He0OX0AMMOCTH MOXKET OBITH TOBTOPHO HCIIOJIL30BaH PEOKCH/IAHT.

[Tpumeps! yOMSHYTOTO BBIIIE "OKUCIUTENA" BKIIIOYAIOT TETPAOKCH] OCMUSI, TIEPMaHTaHaT KaJus, 030H H
1.n. KonndecTtBo ucnonp3yeMoro B peakiuu "okucnurend", kak mpasuio, cocrasmsgeT oT 0,001 mo 10 sxs.,
npennouTutebHo oT 0,01 10 3 9KB. MO OTHOIIEHHUIO K KOJMYECTBY coearuHeHus (57).

[Tpumepbl yIOMSHYTOTO BBINIE "peoKcHIaHTA" BKIIOYAIOT MepioAar HaTpus u T.1M. KoimdecTBo mpuMme-
HSEMOTO B PEAKIUH "peoKcHIanTa", Kak MpaBmiio, cocTaBisieT oT 1 10 10 3KB., MpeAmodTHTEIBHO OT 1 710 3 JKB.
IO OTHOIIICHHIO K KOJIMYECTBY "OKUCIUTENS".

[Tpumepbl YITIOMSHYTOTO BBIIIE "HHEPTHOTO PACTBOPUTENA" BKIFOUYAIOT "KETOHHBIE pacTBOPHUTENH", "HHUT-
pWIBHBIE pacTBOpUTENH'", "aMHUIHBIE pacTBOPUTENH", "TaJOreH3aMeIIeHHbIE YTIeBOIOPOJIHBIE PACTBOPUTENH",
"s¢upHbIe pacTBOpHUTENHU", "apoMaTHUECKHE PACTBOPUTENH" U T.II. DTH PACTBOPUTEIN MOTYT NPUMEHSTHCS B
CMECH C BOJOI WJIM BUJIE CMECH JIBYX HJIH OOJiee pacTBOPHUTEINEH B ITOIXOISIIEM COOTHOIICHHH.

Temneparypa npoBefeHUs peakluy, Kak MpaBuio, cocrasiser oT -100 no 200°C, npeanourutensHo ot 0
Jo 150°C.

Bpewms 3aBepuieHus peakiuu, Kak IpaBUIO, COCTABISIET OT 5 MUH 10 48 4, npeanodyturenasHo ot 30 MuH
10 24 u.

Coeaunenne (59) MOXKHO TTOTyYNTh, HAPUMED, BBOS coeannenne (58) B peakuuto GropupoBaHmsl.

DTy peakiuio MPOBOIST, OCYIIECTBISASA B3auMojencTBHe coenuHeHus (58) ¢ GropupyromuM areHToM B
WHEPTHOM PacCTBOPHUTEIE

[Ipumepbl yrmoMsiHYTOTO BBIIIE "(TOPUPYIOMIETO areHTa" BKIIOYAIOT (AMATHUIIAMHHO)TPUPTOPHUI CEpPBl U
T.11. KosmmaecTBO mcmonb3yemoro "dropupyromero arelra’, Kak mpaBuiio, coctaBiseT oT 1 mo 10 3kB., mpen-
MMOYTHUTENILHO OT 1 /10 3 9KB., OTHOCUTENBHO KOJIMYECTBA coequHeHus (58).

IIpumMeps! yNOMSHYTOTO BBIIIE "MHEPTHOTO PacTBOPUTEN" BKIHOYAIOT "HUTPUIIBHBIE PAaCTBOpPHUTENH",
"aMHIHbIE pacTBOpPHUTENH", "TaJoreH3aMelleHHbIEe YTIeBOIOPOAHbIE pacTBopuTenn”, "s¢upHsle pacTBopuTen',
"apoMaTHyecKue pacTBOpUTENH" U T.II. DT PACTBOPUTEIM MOTYT IPHUMEHSITHCS B BHJE CMECH IBYX MM Ooliee
pacTBopHTENei B NOAXOISIIEM COOTHOIIECHUH. 13 epeYnciIeHHbIX pacTBOPUTEIICH MPEANOYTHTEIbHBIMA SBIISI-
I0TCS TOJIYOJI, TUXJIOPMETaH M T.II.

Temmeparypa IpoBEACHHUS PEAKITUH, KaK MpaBmiIo, cocTaBiseT oT -100 mo 200°C, npenmoututesibHo oT 0
no 150°C.

Bpewms 3aBeprieHus peakiiuy, Kak MpaBHIIO, COCTABISET OT 5 MUH 10 48 4, mpeanodrurensHo ot 30 MUH
0 24 4.

Coenunenwe (20-3) MOXKHO MTOYYIHTh, HATIPUMED, BBOJIS coetnHeHue (59) B peaKIMio NeCHITHITNPOBAHMUS

Peaknuio necnnuiarmpoBaHUs MOKHO NTPOBOAUTH TI0 METOAMKE, U3BECTHOHN IO CYIIECTBY, HAIPHMEp 10 Me-
ToauKe, onucaHHoi B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), wmu anazorn4Hoi.
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Cxema peaxknun 16

R:‘ ‘ R3 Rs
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(52) {60) (A-2)

i€ Kbl U3 CHMBOJIOB COOTBETCTBYET JaHHBIM BBILIE OIIPECTICHUSIM.

Coenunenne (60) MOKHO MOyYUTh, HAPUMED, BBOJS coeqUHEHUE (52) B PEaKIUI0 BOCCTAHOBUTEILHOTO
AMUHHPOBaHUSL.

DTy peakmuIo MPOBOJAT MO TOH e METOMKe, YTO U HosydeHne coequnenns (I-2) Ha cxeme peakmu 7.

Coenunenne (A-2) MOXHO MOJIYIHTh, HAITPUMED, BBOJS coenuHeHue (60) B peakIiio CHATHS 3aluThl. Pe-
aKIUIO CHATHS 3aIlIUTHI MOXXHO NPOBOJUTH MO METOAWKE, M3BECTHOHN IO CYIIECTBY, HApPUMEP MO METOAWKE,
onmcanHo# B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), niu aHaqoruaHoi.

Coenunenne (52) MOXHO TTOTYYUTH COTJIACHO METOIHMKE, U3BECTHOM TI0 CYIIECTRY.

Cxema peaxuuu 17
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rZie KaKIblii CHMBOJI COOTBETCTBYET JAaHHOMY BBIIIE ONPEAEICHHUIO.

Coeaunenue (62) MOXHO MOJYYUTh, HAIPUMED, BBEJIECHUEM COeTUHEHUS (61) B peaKIni0 BOCCTAaHOBIICHUSI.

DTy peakImio MPOBOJIAT, OCYIIECTBIISASA B3aUMOIeHCTBUE coequHEeHMS (61) ¢ MCTOYHIMKOM BOJIOPO/IA B MPH-
CYTCTBHH METAIIMIECKOT0 KaTaTM3aTOpa B UHEPTHOM PacTBOPHUTEIE.

[Tpumepbl yIOMSHYTOTO BHIIIE "METANTMYECKOTO KaTaunu3aropa’ BKIIOYAIOT Majulaguii-Ha-yriie, Imajuia-
JHUEBYIO YEPHb, XJIOPH] NMaJIagus, OKCH]l TUIATHHBI, IUIATHHOBYIO YEPHb, HUKENb Penes, ko6anbT Penes u T.1n
KonmdgecTBo mpUMeHSIEMOT0 B peakiiuy ""MeTaNIMIeCKOTo KaTaim3aropa”, kKak npasmio, coctasiseT ot 0,001 1o
100 skB., npeamourutenbHo oT 0,01 1o 10 9KB., OTHOCUTENHLHO KOJTUYECTBA coennHeHus (61).

[Tpumeps! yIOMsIHYTOTO BBIIIE "MCTOYHHKA BOAOPOJA" BKIIIOYAIOT ra3000pa3HbIil BOJOPOM, MypaBLHHYIO
KHCIIOTY, COJTM MypaBbUHOM KHCJIOTHI M aMHHOB, ()OC(HUHATHI, THAPA3HH H T.II.

ITpuMeps! yIOMSIHYTOTO BBIIIE "MHEPTHOIO PacTBOPUTENA" BKIIOUAIOT "CIIUPTOBLIE PACTBOPUTENH", "HUT-
puIBbHBIE pacTBOopHTENH', "apoMaTHUEcKHe pacTBopuTesn”, "anudaTHieckue yrieBoAOpOIHbIE pacTBOPUTENN",
"s¢upHbIe pacTBOpuTENH", "CI0XXKHOI(pUPHBIE pacTBOpuUTEnH", "aMuAHBIE pacTBOpHUTENHn', "rajoreH3aMerieH-
HBIE YITIEBOJOPOJHBIE PACTBOPUTENU" U T.I. DTH PACTBOPUTEIM MPEANOYTUTENHLHO MPUMEHSAIOTCA B CMECH C
BOJOH B IOIXOISIIEM COOTHOWICHWH. 13 TepedncieHHBIX pacTBOPHUTENEH NPEAINOYTHTEIBLHBIMH SBISIOTCS
"' CIIUPTOBBIE paCTBOPUTENH".

Temmeparypa npoBeneHUsT peakiui, Kak MpaBmiIo, coctasiseT ot -70 mo 150°C, npeamodyrurensHo oT -20
1o 100°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmio, coctasisier ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 40 1.

DTy peaxknuio MOXHO TaKXe MPOBOAWTH MyTEM B3aWMOJEHCTBHS coequHeHHs (61) ¢ BOCCTaHOBJICHHBIM
JKENe30M U XJIOPHUIOM B MHEPTHOM PacTBOPUTENE, CMEIIAHHOM C BOAOH B MOJAXOSIIEM COOTHOILICHHH.

KonmuecTBO yrmoMsiHyTOTO BhINIE "BOCCTAHOBJICHHOTO JKele3a', IPUMEHSEMOro B peaklny, KaK IPaBmilo,
coctaisgeT oT | 10 20 3KB., IPEAIOYTHTENBHO OT 2 0 10 3KB. IO OTHOLIEHHUIO K KOJIMYECTBY coeAnHeHus (61).

IIpumMeps! ymoMsiHyTOrO BbIlIE "XJIOpUAA" BKIIIOYAIOT XJIOPHJ KaJbIUs, XJIOPHI aMMOHHA U T.I. Komuue-
CTBO MpHUMeHseMoro "xjopuna", kak npasuio, cocrasiuster ot 0,1 o 10 skB., npeanodruTensHo oT 1 10 5 9KB.
0 OTHOIICHHIO K KOJIMYECTBY coeuHeHus (61).

[Tpumepbl YIOMSHYTOTO BBIIIE "MHEPTHOTO PACTBOPHUTEINS" BKIIOYAIOT "CIIUPTOBEIE pacTBopuTenu', "apo-
MaTHUYeCKHe pacTBopuTenn”, "amudaTHUecKne YTIEBOAOPOIHBIC pacTBopuTenn”, "s(dupHBIE pacTBOpHUTETH",
"aMHTHBIC pacTBOpPHUTENH", ""TajoreH3aMEIIeHHbIE YTIIEBOAOPOIHBIC PACTBOPHUTEIH" U T.11.

TeMmieparypa npoBeIeHUS peaKIH, Kak MpaBuio, coctapisieT ot -70 mo 200°C, npeanouturensHo oT 0 10
100°C.

Bpewms 3aBepiieHus peakuuu, kak npasuio, cocrasiusieT ot 0,1 no 100 4, npennouyrurensHo ot 0,1 10 40 1.

Coenunenue (63) MOXHO MOJTydYaTh, HAIPUMED, BBOS coeANHEHHUE (62) B PEaKIHIO IUKJIN3AINH.

VYTOMSHYTYIO BBIIIE "pEaKIHIo UKIN3annU" POBOIIT IyTeM B3aHMMOJICHCTBHS coenHeHus (62) ¢ THO-
KapOOHWJIMPYIOIIUM arcHTOM B MHEPTHOM pacTBopuTeie. [Ipn HEoOXOAMMOCTH 3Ty pEakIHI0 MOYKHO IIPOBO-
JUTh, UCTIONB3Ys OT 1 10 10 ’KB. OCHOBaHMUSL.

[Tpumeps! yIOMSHYTOTO BBIIIE "THOKapOOHWJIMPYIOIIET0 areHTa" BKIOYArOT STHJIKCAHTAaT Kamwms, 1,1'-
THOKapOOHMWINMHUIA30JT U T.11. KOTMYeCTBO MCIOIB3YeMOro B peakiny "THOKApOOHUIIMPYIOIIETO areHra', Kak
MPaBMIIO, cOCTaBsAeT OT 1 10 10 9KB. OTHOCHUTENBHO KOJIMIECTBA COSAMHEHUS (62).

[Tpumepb!l yIIOMSHYTOTO BEIIIE "OCHOBaHWA" BKIIOYAIOT "HEOPTaHUIECKHEe OCHOBaHUA", "OCHOBHBIEC COH",
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"apomaTHyeckue aMuHbl", "TpeTUYHbIC aMUHBI", "TUAPHUBI IEJIOYHBIX METAIOB MU MIEI0YHO-3eMETIbHBIX Me-
TaIoB", "aIKOKCH/IBI METAJLTOB" U T.1I.

[IpuMmepbl yIIOMSHYTOT'O BBINIE "WHEPTHOTO PACTBOPHTENA" BKIIOYAIOT '"CIUPTOBBIE PACTBOPHUTETH',
"amMuIHBIE pacTBOpHUTENH", "HUTPWIbHBIE pacTBopuTenn”, "anmdarndeckrue yrieBOJOPOIHBIE PAaCTBOPUTENH',
"apoMaTHYeCKUEe pacTBOpUTENH", "TalloTeH3aMelIeHHbIE YIJIEBOAOPOIHBIE pacTBopuTenu”, "3dupHbIe pacTBO-
putenn" ¥ T.I1. DTH paCTBOPHUTEIHN MOTYT MMPUMEHATHCS B BUJIE CMECH JIBYX HJIU 0OJiee PACTBOPHUTENCH B MTOIXO0-
JISIIIIEM COOTHOIICHHUH.

Temmeparypa IpoBEACHHUS PEAKITUH, KaK MpaBmiIo, cocTaBiseT oT -100 mo 200°C, npennoututesibHo oT 0
Jo 150°C.

Bpewmst 3aBepieHns peakiuy, Kak IpaBuiio, COCTaBIsieT OT 1| MUH 10 48 4, IpeANIOYTUTEIHHO OT 5 MHH /10
24 4,

Coenunenne (7-1) MOXHO TOJy4aTh, HalpuMep, BBOIS coeanHeHue (63) B peakmuio rajJoreHUpOBaHUS
WIIH alTKAJIHPOBAHUS.

DTy peakuuio MpoBOAAT 110 METOJMKE, aHAJIOTMYHOM crioco0y morydeHus: coeanHeHus (26) Ha cxeme pe-
aKIu 6.

Coenunenwre (61) MOXKHO MOJTydaTh CIOCOOOM, H3BECTHBIM IO CYIIECTBY.

Cxema peaxknuu 18
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IJie KaXJIBIH U3 CHMBOJIOB COOTBETCTBYET JaHHOMY BBIILIEC ONPEIEIICHUIO.

Coenunenne (65) MOXHO TONIy4aTh, HampuMmep, BBOAS coeiauHeHne (64) B peakUUio TpeT-
OyTOKCUKapOOHWITHPOBAHWSL.

DTy peakmuio MOKHO MPOBOIUTH 10 METOIUKE, M3BECTHOM IO CYIIECTBY, HAIlPHMEpP IO METOAWKE, OIH-
canHoii B Synthesis, p. 2784-2788, 2006, wim aHATOTHIHOM.

Kpowme Toro, 3Ty peakIiro MOXHO IIPOBOANTE IO METOJHKE, H3BECTHOMN IO CYIIECTBY, HAIPHMEP, OIMCAH-
Hoit B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), nim aHamoruaHoOM.

Coenunenwne (66) MOXKHO TOJTy4aTh, HAIPUMED, BBOS coeAHEeHHE (65) B peakuunio GTopupoBaHmsl.

YnoMmsiHyTy10 BhIIIE "peakunio (GTOpUpOBaHUS" MPOBOJIAT, 3aMelllas aTOM BOAOpoJa B coequHeHHH (65)
aTOMOM MeTailla, B3aMMOJACHCTBUEM C METAJUIOOPTaHUYECKHM PEareHTOM B MHEPTHOM PacTBOPHUTEINE, C MOCIIe-
JYIOIIMM B3aUMOAEHCTBUEM TIOIYYEHHOT'O COETMHEHHS C (PTOPUPYIOIINM areHTOM.

IIpumMeps! yIOMSHYTOTO BBIIIE "METAIJIOOPTraHUYECKOTO peareHTa" BKIIOUYAIOT "alIKUIbHbIE IPOU3BOJHBIC
MeTtaioB", "amuabl MeTayuioB" U T.1. KoauuecTBo UCHOIB3yeMOTro B peakiuy "MeTalIoOpraHuuecKoro peareH-
Ta", KaK MpaBUIIO, COCTaBIAET OT 2 10 10 9KB. IO OTHOIICHHUIO K COSAMHEHUIO (65).

[Ipumepbl ymoMsiHYyTOTO BBITIE "QTOpHpyOmIero areHTa" BKIIOYAIOT N-QTOpOSH30ICYIH(GOHUMUI H T.I1.
KommdaecTBo mcmonb3yemoro "(GTopupyromiero areHra", Kak mpaBmiIo, COCTaBIsIeT OoT 2 10 10 5KB. 1o OTHOIIIE-
HUIO K KOJMYECTBY coeAMHEHHUS (65).

[Tpumepbl YIOMSHYTOT'O BBIIIE "HHEPTHOTO PACTBOPUTENA" BKIIOYAIOT "ann(aTHIecKue yTiIeBOIOPOIHbBIE
pactBopuTenu", "apomMaTrueckue pacTBoputTenn”, "d3PUpHBIE pacTBOPUTETH" U T.I. DTH PACTBOPUTEIH MOTYT
NPUMEHSTHCS B BUJIE CMECH JABYX HJIM OoJiee pacTBOPUTEIICH B IOJXO/SIIEM COOTHOIICHHH.

Temneparypa mpoBeAeHUs] peakluu, Kak MpaBuiio, cocraiseT oT -100 go 200°C, npeAnodTUTENTbHO OT
-100 mo 100°C.

Bpems 3aBepiieHUs peakinu, Kak MpaBWiIo, COCTABISACT OT | MUH A0 48 4, MPEIIOYTUTEILHO OT 5 MUH JI0
24 4,

Coenunenne (62-1) MOXHO TONYYUTH, HATIPHUMEP, BBOISA COCTUHEHHE (66) B PCAaKIMIO CHATHUS 3alUTHIL.
Peakumio CHATHS 3aIIUTHI MOKHO TPOBOJUTH IO METOJIUKE, H3BECTHOM IO CYIIECTBY, HAIIPUMEDP IO METOIHKE,
onmcanHo# B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), nnu aHaqoruaHoi.

Coenunenne (64) MOXKHO TOJTy4aTh IO METOINKE, U3BECTHOM I10 CYITIECTBY.

Cxema peaxkuuu 19
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rie L' sBisercs aToMoM ranoreHa;

JIpyTHe CUMBOJIBI COOTBETCTBYIOT JAHHBIM BBIIIE ONPEACICHUAM.

Coenunenue (68) MOXHO MOJTydYaTh, HAIPUMED, BBOS coeAnHEHHUE (67) B PEaKIMIO IUKJIN3AINH.

DTy peakuuio NpOBOJAT IMyTEM B3aUMOJEHCTBUS coeAnHEHUs (67) ¢ THOLMAHATOM M TajlOT€HUPYIOLUIUM
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areHTOM B MHEPTHOM PACTBOPHUTENC WK Oe3 pacTBopuTens. [Ipu HEOOXOJUMOCTH MOKET HCIIOIB30BAThCS Opra-
HUYECKasl KACJIOTA B KOJMYECTBE OT | 3KB. 0 M30BITOYHOTO KOJMYECTBA IO OTHOIICHUIO K KOJHYCCTBY THOIIHA-
HarTa.

[Tpumepbl yOMSTHYTOTO BHIIIE "THONMAHATA" BKJIIOYAIOT THOIMAHAT HATPWsI, THOIIMAHAT KaJIWs, THOIHA-
HAT aMMOHHUS U T.11. KOJIMYECTBO UCIOJIb3yeMOTO B peakiuy "THOIMaHaTa", Kak MpaBmiIo, COCTaBiseT oT 1 jo 20
9KB., IPEAMOYTUTENHHO OT 1 10 10 9KB. IO OTHOMIEHHUIO K KOJIMYECTBY COeTUHEHNS (67).

[Tpumepb! yITOMSHYTO BBIIIE "OpraHAYECKON KUCIOTH" BKITIOYAIOT YKCYCHYIO KUCIIOTY U T.II.

[Tpumepbl yIIOMSIHYTOTO BBIIIE "TaJOTeHUPYIONIETO areHTa’ BKI0YaloT 0poM, N-OpOMCYKIIMHUMH/, CYJTb-
dbypuauxiopu U T.1. KoarmdecTBO UCHOIB3yeMOro B PEaKIUH "TaIOTeHUPYIOIIETo areHTa'", Kak mpaBmiio, CO-
ctaBinseT OT 1 0 10 3KB., IPEAMOYTUTEIHHO OT 1 10 5 3KB. 1O OTHOIICHHIO K KOJIMYECTBY COCTUHCHUS (67).

IIpuMeps! yNOMSHYTOrO BBIIIE "MHEPTHOIO PacTBOPUTEN" BKIIOYAIOT "HUTPUIIBHBIE PAaCTBOpPHUTENH",
"s¢upHbIe pacTBOpHUTENH", "aMUIHBIE PACTBOPUTENH", CMECh JIBYX WJIM HECKOJIBKUX BHIOB PacTBOPHUTENECH U
T.IL.

Temneparypa npoBeneHuUs peakluy, KaK MpaBuio, cocTasiseT ot -78 no 100°C, npeanouturensHo ot -20
1o 50°C.

Bpewms 3aBepiieHns peakiny, Kak MpaBuiio, cOCTaBisgeT oT 5 MuH 10 100 9, mpeanoyturensHo oT 30 MUH
10 10 4.

Coenunenne (4-1) MOKHO TIOJTyYUTh, HAIIPUMED, BBOISI coeanHeHne (68) B peakiuio 3annmeriepa.

DTy peakiyio OCYIIECTBISIOT IMyTeM B3aUMOJICHCTBHUS coeqHeHNs (68) U raloreHu1a MeIu B MPUCYTCT-
BUU HUTPHUTA B HHEPTHOM PACTBOPHUTENE. DTy PEAKIIHIO IIPH HEOOXOAMMOCTH MOYKHO MIPOBOIUTH B IIPUCYTCTBHU
ot 1 10 10 3KB. XJIOPHCTOTO BOJAOPOJIA HITH OPraHWMICCKON KUCIOTHI, B KOJMUYECTBE OT | 9KB. 10 H30BITKA.

[IpuMepsl yIOMSIHYTOTO BBINIE "HUTPUTA" BKIIFOYAOT HUTPUT HATPUS, HUTPUT KaJHsl, TPET-OyTHI-HUTPUT,
M30aMWJIHATPUT U T.I. KoanuecTBo KCMoNb3yeMoro B peakiuu "HUTpUTA', KaK MpaBuilo, cocTaBisieT oT 1 a0 3
9KB., MPEAMOYTHTEIBHO OT 1 10 2 9KB., OTHOCUTEIBHO KOJTHYCCTBA COSAMHEHU (68).

[Ipumeps! ymomsiHyTOTO BBIIIE "TasioreHuna Meau" BrimtoyaroT opomun meau (1), 6pomun meau (II), xito-
pun meau (1), xmopua meau (I1) n .. KonmdaecTBo UCTIONB3yeMOro B peakiiny "rajoreHuaa Mean", Kak mpaBy-
1o, cocrasisieT oT 0,5 mo 3 9kB., mpeanoututensHo oT 0,5 10 1,5 3KB. MO OTHOMIEHUIO K KOJUYECTBY COEIMHE-
Hus (68).

[Tpumepb! yITOMSHYTO BBIIIE "OpraHAYECKON KUCIOTH" BKITIOYAIOT YKCYCHYIO KUCIIOTY U T.II.

[Ipumepbl yMOMSHYTOTO BBINIE "WHEPTHOTO PACTBOPHUTENA" BKIIOYAIOT "HUTPHUILHBIC pPacTBOPUTETH",
"3¢upHbIe pacTBOpUTENH", ""aMHIHBIC PACTBOPUTENHN", BOAY, CMECH JIBYX WMIJIM HECKOJIBKHUX PACTBOPUTEINICH U T.II.

Temneparypa npoBefeHUsT peakiuy, KaKk IpaBuIo, cocTaBisteT oT -78 1o 50°C, npeanouturensHo ot -20
Jo 10°C.

Bpewms 3aBepiueHust peakluu, Kak MpaBuio, cocTaBiseT oT 5 MuH 10 100 4, npeanoyturensHo ot 30 MuH
J0 10 u.

Coenunenue (67) MOXHO MMOJTy4aTh CIOCOOOM, U3BECTHBIM IO CYIICCTBY.

Cxema peaxnun 20
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JIPYTHE CUMBOJIBI COOTBETCTBYIOT JAHHBIM BBIIIC ONPEACICHUSM.

Coenunenne (70) MOXKHO MONTy4YaTh, HAIPHUMEP, BBOJS COeAHHEHHUE (69) B pEaKIUIO CHATHUS 3alIUTHL. Pe-
AKIUIO CHATHS 3alllUThI MOXHO MPOBOJUTH MO METOIUKE, U3BECTHOM IO CYMIECTBY, HAPUMEP MO METOAMKE,
ommcanHoit B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), nin anagoruyHoi.

Coenunenue (71) MOXHO noy4yarsb, HapUMep, BBoAs coexuHenue (70) B peakiiio BOCCTAHOBICHUSL.

DTy peakurio MPOBOIAT IO TOH ke METOIMKE, YTO U TIOJydeHue coequHeHns (62) Ha cxeme peakuuu 17.

Coenunenwe (72) MOXKHO MOJTyYNTh, HAPUMED, BBOA coequHeHne (71) B peakinio MUKIN3aIHH.

DTy peakIurio MPOBOIAT IO TOH ke METOIMKE, YTO U TIoJydeHue coequHenns (63) Ha cxeme peakuuu 17.

CoenuHenne (4-2) MOXKHO IOJy4aTh, HampuMmep, BBOAS coefuHeHne (72) B PeakIuio TajJoreHHUpOBAHUS
WITH alTKAJIAPOBAHUS.

DTy peakiunio MPOBOIAT IO TOH e METOIHKE, YTO U TIOJTydeHUe coeAnHeHNS (26) Ha cXeMe peakiuu 6.

Coenunenue (69) MOXKHO MMOJTy4aTh CIOCOOOM, U3BECTHBIM IO CYIICCTBY.
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Cxema peaxnun 21
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rZie KaXIblii CHMBOJI COOTBETCTBYET JaHHOMY BBIIIE ONPEAEICHHUIO.
Coenunenne (4-3) MOXHO TOJy4aTh, HalpuMep, BBOIs coeanHeHue (73) B peakuuio rajJoreHUpOBaHUS
WY aIKHIIMPOBAHUS.
DTy peakuuio MpoBOAAT 10 METOMKE, aHAJIOTMYHOM crioco0y TorydeHus: coeanHeHus (26) Ha cxeme pe-
aKIu 6.
Coenunenwre (73) MOXKHO MOJTy4aTh CIOCOOOM, H3BECTHBIM IO CYIIECTBY.
Cxema peaxkuuu 22
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71 KX CHMBOJI COOTBETCTBYET TaHHOMY BBIIIIE OIPEACIICHHUIO.

Coenunenre (75) MOXXHO TIONy4aTh, HANpUMEpP, B3aUMOJEHCTBHEM coenuHeHus (74) ¢ coeauHEHHEM
R°OH.

DTy peakIMi0 MPOBOMAT, OCYIICCTBIISISI B3aMMOJACHCTBHE coequHEHUs (74) C COeIMHEHHUEM (OPMYIIBI
R°OH B mpucyTCTBHM OCHOBAHHS B HHEPTHOM pacTBOpHTENe. IIpH HEOOXOIMMOCTH PEAKIHIO MOYKHO OCYIIECT-
BJISITH TIPU JACUCTBUHM MHUKPOBOJIHOBOTO H3IydeHHs. Kpome TOro, mpu HEOOXOIUMOCTH BMECTO MHEPTHOTO pac-
TBOPUTENIS B pEaKIIMU MOXKHO UCIIONIb30BaTh B KAU€CTBE PACTBOPUTES "'cOeAMHEHNE R°OH".

KonnuecTBo ynomsiHyTOro Bbllle "COEAUHEHUS R°OH", KOTOpOE CJEeAYyEeT MCIOJIb30BaTh B PEAKLMH, Kak
MIPaBMIIO, cocTaBisieT OT 1 10 10 9KB., MPEAMOYTUTENBHO OT 1 710 5 KB. IO OTHOIIEHUIO K KOJIMIECTBY COCIHHE-
aus (74).

[Tpumepb! yIIOMSHYTOTO BEIIIIE "OCHOBaHWA" BKIIOYAIOT "HEOPTaHUIECKHEe OCHOBaHUA", "OCHOBHBIEC COTH",
"apoMaTHyecKue aMUHBI", "TpETUYHbIC aMUHBI", "TUAPUIBI METOTHBIX METAJIOB WIIN MIEJI0IHO-3eMETbHBIX Me-
TautoB", "aJKWIbHBIE TIPOU3BOIHBIC METAUIOB", "aJKOKCHABI MeTaIOB" H T.M. KonwuecTBO MpUMEHSEMOTO B
peaknuu "ocHOBaHUA", KaK MPaBUIIO, COCTaBIsAeT OT 1 10 10 9KB., MPEAMOYTUTENLHO OT 1 10 5 9KB. IO OTHOIIIE-
HMIO K KOJTMUECTBY coequuenns R°OH.

IIpuMeps! yNOMSHYTOrO BBIIIE "MHEPTHOTO PacTBOPUTEN" BKIHOYAIOT "HUTPUIIBHBIE PAaCTBOpPHUTENH",
"aMHIHbIE pacTBOpPHUTENH", "raJoreH3aMelleHHbIEe YTIeBOIOPOAHbIE pacTBopuTenn”, "s¢upHble pacTBopuTen',
"apoMaTHYECKHE PACTBOPHUTEIH" U T.I. DT PACTBOPUTEIIM MOTYT MPUMEHSITHCS B BHIC CMECH ABYX WK Ooliece
pacTBopHTEIeH B TOAXOIAIIEM COOTHONICHUHU. V3 epeunCIIeHHBIX paCTBOPHUTENICH MPEIMTOYTHTEIEHBIMUA SIBIISI-
torcsa TT'®, IM®DA u 1.1

Temmeparypa poBEACHHUS PEAKITUH, KaK MpaBmiIo, cocTaBiseT oT -100 mo 200°C, npenmoututesibHo oT 0
mo 150°C.

Bpewms 3aBeprieHus peakiiuyi, Kak MpaBHIIO, COCTABISET OT 5 MUH 10 48 4, mpeamnodrurensHo ot 30 MUH
10 24 4.

Coenunenwe (76) MOXKHO TOJTy4aTh, HAIPUMED, BBOS coeauHenne (75) B peakiyio OOpHUpOBaHUSI.

Peaknuro poBOAAT M0 METOJUKE, aHAIOTHIHOW METOMUKE TOMydeHHs coequHeHmsI (28) Ha cxeMe peak-
HH 6.

Coenunenue (77) MOXHO MOJTydYaTh, HAIPUMED, BBOJS coeAnHEeHUE (76) B PEaKIHIO OKHCIICHHS.

DTy PEeaKIHIO MPOBOJIAT IO TOW KE METOAMKE, UTO MOTyYCHHE COCAMHEHUS (8) Ha cXxeMe peakiuu 6.

Coenunenue (78) MOXKHO TOJy4YaTh, HAPUMEP, BBOJS coeanHeHue (77) B peakivio BBEJACHUS 3alIUTHOTO
(dbparMeHTa I THAPOKCWIILHOW TPYMIBL. Peaknuio BBEICHHS 3aIlUTHI IS THIPOKCHILHOW TPYIIBI MOXHO
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MPOBOJIUTD 110 METOMKE, M3BECTHOM 10 CYIECTBY, HAIPUMEP 10 METOAMKE, onucaHHoi B Protective Groups in
Organic Synthesis, John Wiley and Sons (1980), niu ananornaHoi.

Coenunenwre (79) MOXHO TOJTydaTh, HAMPUMED, BBOS coenrHeHue (78) B peakiinio KapOOKCHIUPOBaHUSI.

YIOMSHYTYIO BBIIIE "pEakinio KapOOKCHMIIMPOBAHHA" TIPOBOMIST, HAIIPUMEP, 3aMEHSST aTOM BOJOPOJIa CO-
enuHeHus (78) aToMOM MeTaiia AEWCTBHEM aKHIBHOTO ITPOM3BOJIHOTO METajla B HHEPTHOM pacTBOPHUTENE, C
MOCJIEIYIONTNM B3aNMOICHCTBIEM HOIYIEHHOTO COSIMHEHHS C AUOKCUIOM YTIIepoa.

[Tpumepbl yIIOMSHYTOTO BBIIIE "aJKIILHOTO POU3BOAHOTO MeTaIIa" BKITFOYAIOT JIKWIITUTHIA, aTKAJIMar-
HUH TajmoreHuAbl M T.M. KOJIMYecTBO HCITOJIE3yeMOTO B PEakIuy "aJlKWIBHOTO MPOWU3BOJHOTO MeTauia', Kak
MpaBJIO, cocTaBiseT OT 1 10 10 9KB. [0 OTHOIICHHIO K KOJIMYECTBY coequHeHHs (78).

KonnuecTBo ncnosib3yeMoro B peakiuu AMOKCHIA yriepoaa, Kak npaBuiio, coctasiset ot 10 go 100 sks.
MO OTHOIICHHIO K KOJIMYECTBY coenquHeHus (78).

[Tpumeps! yOMSHYTOTO BBILIE "MHEPTHOTO PAcTBOPUTENA" BKIIOYAIOT "amudaTHieckue yriieBoA0pOIHbIE
pactBopurenu", "apomarndeckue pacTBoputenn”, "sdupHbIe pacTBOpuTeaH” M T.I. DTH PacTBOPHUTEIH MOTYT
NPUMEHSATHCS B BUJIE CMECH ABYX HJIM OoJiee pacTBOPUTEIIEH B IOJXO/SIIEM COOTHOIICHHH.

TeMmrmieparypa NpoBEACHUS PEaKINH, Kak MpaBuiio, coctarisier oT -100 mo 200°C, mpeAmoYTuTeaTsHO OT
-100 mo 100°C.

Bpewms 3aBepiieHns peaknnu, Kak MpaBmWiIo, COCTABIAET OT | MuH 10 48 4, MPEeANOYTUTENFHO OT 5 MUH 10
24 4.

Coenunenre (80) MOXKHO TOJTydaTh, HAIPUMED, OCYIIECTBIISS IEPETPYIITUPOBKY coenuHeHus (79).

Coenunenre (80) MOXKHO TIOSTy4daTh, HAIPUMED, MTOABEpras NeperpynnupoBke coeauaenue (79) Henocpen-
CTBEHHO WJIM IIOCJIE TPEBPAICHUSI B €0 PEaKIMOHHOCIOCOOHOE NMPON3BOIHOE (HAIPUMED, XJIOPAHTHIAPUI KHU-
CJIOTBI, aMUJT KACJIOTHI, aHTUIPUI KHCIOTHI, CIIOXKHBIH 3(GUp U T.J.) H T.II.

ITpumMeps! ynoMSHYTBIX BBILIE '"HEeperpynnmupoBOK” BKIIOYAIOT HeperpynnupoBky Kypruyca, nmeperpyn-
mupoBky ['opmana, meperpynmupoBky [lImunra u T.11.

Jlanee B kauecTBe MpUMeEpa ONKMCaHa PEAKLUs NEePErPyNIUPOBKY, B KOTOPOH HCTIONB3yeTcs AndeHmipoc-
dhopunazuz.

KommuectBo mcnonszyemoro audenmidochopriasuga, Kak IpaBUiio, COCTaBIsgeT oT 1 10 3 3KB., Mpen-
MOYTUTENBHO OT 1 710 1,5 3KB. IO OTHOIIEHHIO K KOJWYECTBY coenuHeHus (79).

[Ipu HEOOXOIUMOCTH PEAKIIHIO TIPOBOIAT B MIPUCYTCTBUN OCHOBAHMSL.

[Tpumepbl yIIOMSIHYTOT'O BBIIIE "OCHOBaHUA" BKIIOYAIOT "apoMaTHYeCKHe aMUHbBI", "TpeTHIHbIe aMUHBI" U
T.IL.

Peaknyio mpenMMyIIECTBEHHO NPOBOJAT B WHEPTHOM pacTBopuTeine. [IpuMepsl Takoro pacTBOPUTEINS
BKJIIOYAOT "3(HUpHBIC pacTBOPUTEIH", TPET-OyTaHo, ""apoMaTiHueckue pactBopurenu” u T.1. Eciu npumenstor-
Csl pacTBOPHTENH, OTJIMYHBIE OT TPeT-OyTaHOJIa, COOTBETCTBYIOIIEE TPET-OyTOKCHKApPOOHHUIBHOE COEIMHEHUE
MOXHO MOJIYYUTh J0OABICHHEM TPET-OyTaHOJIa MOCJIE OCYIIECTBICHUS IEPETPYIITUPOBKH.

Bpewms 3aBepiicHUs peakiy, Kak MPaBHIIO, COCTABIACT OT mpuMepHO 10 MuH 10 48 9, MPEAMOYTHTENEHO
OT npuMepHO 15 muH 10 24 4.

TeMmrmieparypa nmpoBeIeHUS pEeaKIH, Kak MpaBuio, coctapisieT ot -20 mo 200°C, npeanodyturensHo oT 0 10
150°C.

B xadecTBe Ipyrux ycIoBUI MPOBEASHUS PEeaKIMK HCIIOIb3yeTcss MeToanka, onucandas B "Jikken Kagaku
Kouza (The Chemical Society of Japan ed.)" 4™ Edition, vol. 20, p. 304 and 477-479, MeToauKa, aHANOTHIHAS
YKa3aHHOM U T.1I.

Coenunenne (81) MOXKHO MONTy4YaTh, HaNPUMEp, BB coeauHeHue (80) B peakIUio CHATHUS 3alIUTHL. Pe-
aKIMIO CHATHS 3alUThl MOKHO INPOBOAWTH 0 METOIMKE, M3BECTHOM IO CYIIECTBY, HAaIpUMep MO METOAMKE,
ommcanHoit B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), nin anagoruyHoi.

Coenunenue (82) MOXHO MOJTy4YaTh, HAIPUMED, BBOAS coeAnHeHHue (81) B peakIiio UKJIN3alHH.

Peakuumio mpoBoasT criocoOoM, aHAaJOTUYHBIM CIIOCO0Y IOJIydeHHUs] coeluHeHHs (63) Ha cXeMe peaKLuH
17.

Coenunenne (2-1) MOXXHO IMOy4aTh, HApUMeEpP, BBOASA coefuHeHne (82) B PEeakIUio TajJoreHHUPOBAHUS
WITH aITKAJIAPOBAHUS.

Peakmuro mpoBOAST IO METOJMKE, aHAJIOTHYHOW CTIOCO0Y TOJTyUeHHUsT COeAMHEHUA (26) Ha cXeMe peaKIuu
6.

Coenunenwe (74) MOXKHO TOJTy4aTh CIIOCOOOM, H3BECTHBIM IO CYIIECTBY.

Cxema peaxmnuu 23
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rJie KaXIblii CHMBOJI COOTBETCTBYET JJAHHBIM BBIIIE OIIPEICTICHUSIM.
Coenunenwne (84) MOXKHO MOJTydaTh, HAPUMED, BBOS coeAruHeHNE (83) B peakiyio aJKUINpOBaHUS.
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DTy peakiuio MPOBOIAT MO0 METOAMKE, aHAJIOTHYHONW METOJUKE IONYYCHUS coequHeHus (9) myTeM aKu-
JTUpoBaHus coequHeHus (8), Kak MOKa3aHo Ha CXEME peaKlnu 2.

Coenunenne (85) MOXKHO TOTy4aTh, HAMPUMED, BBOISI coerHEeHNE (84) B peaKIInio BOCCTAHOBIICHHUS.

DTy peakiuio MPOBOIAT TEM XKe CIIoco00M, YTO 1 TIOTydeHHe coeAMHEeHUS (62) Ha cxeme peakiuu 17.

Coenunenwe (86) MOXKHO TOJTy4aTh, HAMPUMED, BBOISI cOeAMHEHNE (85) B peakInio IUKIU3aIlNH.

DTy peakIuio MPOBOIAT TEM XKe CIIoco00M, YTO U TIOTydeHHe coeAnHeHns (68) Ha cxeme peakiuu 19.

Coenunenwe (2-2) MOKHO TIONTy4aTh, HAIPUMED, BBOAS coeanHeHne (86) B peakiuio 3anmMmeriepa.

DTy peakuio MPOBOIAT TEM XKe CIIOco00M, YTO W MoaydeHue coeaqnHenus (4-1) Ha cxeme peakimu 19.

Coenunenue (83) MOXKHO MMOJTy4aTh CIOCOOOM, H3BECTHBIM IO CYIICCTBY.

Cxema peaxkuun 24
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MIPOYHE CUMBOJIBI COOTBETCTBYIOT JAHHBIM BBIIIE ONPEACICHUSIM.

Coenunenne (88) MOXKHO TOTy4YaTh, HAIPUMED, BBOJS coenuHeHHe (87) B peaKInio OKHCIEHHUS. DTy peak-
LIMIO TIPOBOISAT IT0 METOMKE, OMHCaHHOH B 4-om m3nanuu (4" Edition) Jikken Kagaku Kouza 20 (The Chemical
Society of Japan ed.), p. 276-278, 503, Wi M0 aHATOTUYHON METOIUKE.

Coeaunenue (87) MOXKHO MOJy4aTh IO METOJIMKE, U3BECTHOM MO CYIIECTBY.

Cxema peaknun 25
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I7ie KaKIbli CUMBOJI COOTBETCTBYET JAHHBIM BBIIIE ONIPEIEICHUSIM.

Coenunenue (1-3) MOXHO MOJTy4dHTh, HarIpuMep, B3aumoaeicTeueM coeanHenus (90) ¢ coennnenueM (89).

DTy peakIHio OCYIIECTBIIIOT, 3aMelasl aToM Bojopoja coenuneHus (90) aToMoM MeTaia ¢ MOMOLIBIO
METaJUIO0PTaHUYECKOT0 peareHTa B MHEPTHOM PacTBOPUTEINE, C MOCIEYIONUM B3aUMOJEHCTBUEM MOIY4YEHHO-
TO COeMHEHUS ¢ coeauHeHuneM (89).

[TpuMepbl YIOMSHYTOTO BBIIIE "METAITIOOPTaHUIECKOT0 peareHTa" BKIIOYAIOT ""aIKHIIbLHBIC TIPOU3BOIHBIE
MeTayioB", "apuiIbHBIE POU3BOIHBIE MeTaToB", "aMuabl MeTauioB" u T.1m. KonmuecTBo mcmoib3yeMoro "Me-
TaJUIOOPTaHUYECKOTO peareHTa’, Kak MpaBuiio, cocTaBisieT oT | 10 10 3KB. 10 OTHOMIEHHIO K KOJHYECTBY CO-
equaenus (90).

KommuecTBo BBOAMMOTrO B peakiuio coenunenuns (90), kak mpaBmiio, cocTaisieT oT 2 10 10 9KB. MO OTHO-
HICHUIO K KOJIMYECTBY coeiuHeHus (89).

[Tpumeps! yOMsSHYTOTO BBILIE "MHEPTHOTO PACTBOPUTENA" BKIIOYAIOT "anmudaTHieckue yriieBoA0pOIHbIE
pactBopurenu", "apomarudeckue pacTBoputenn”, "sdupHbIe pacTBOpuTeaH” M T.I. DTH PaCTBOPUTEIH MOTYT
NPUMEHSATHCS B BUJIE CMECH JABYX HJIM OoJiee pacTBOPUTEIICH B IMOJXO/SIIEM COOTHOIICHHH.

Temneparypa mpoBefeHUsI peakluu, Kak MmpaBuiio, cocrasiseT oT -100 go 100°C, npeAanodTUTenbHO OT
-78 no 50°C.

Bpewms 3aBepiueHns peakiyy, Kak IpaBuio, COCTaBIISET OT | MUH 10 48 4, IPEANIOYTUTEIHHO OT 5 MHH 10
24 4.

Coenunenne (I-4) MOXHO TIOTydUTh, HAIPUMED, BB coeannenue (I-3) B peakiiuio BOCCTAHOBJICHMS.

DTy peakiuio IpoBOAAT B3aumMojeiicTBrueM coenuuenus (I-3) ¢ BoccTaHOBUTENEM B HHEPTHOM PacTBOPH-
tene. IIpn HEOOXOAUMOCTH, 3Ty PEAKLUIO MOXHO MPOBOAUTH B MPHUCYTCTBUU | 3KB.-U30BITKA OpraHUYECKOMN
KHCJIOTBHI.

IIpuMeps! yIOMSHYTOrO BBIIIE "BOCCTAHOBUTENS" BKIIOUAIOT TPUANKHWICHIAH (HAllpUMeEp, TPUITUIICUIIAH)
u T.1. KonnuecTBo ucnonb3yeMoro B peakiiuy "BOCCTaHOBUTENA", KaK MPAaBUIIO, cocTaBisgeT oT 1 go 20 3kB. mo
OTHOIICHHIO K KOJIN4ecTBY coequnenus (I-3).

[Tpumeps! yHOMSHYTOH BbINIE "OpPraHUYECKOH KHCIOTHI" BKIIOYAIOT YKCYCHYIO KHCIIOTY, TpHU(TOpYKCyC-
HYIO KUCJIOTY U T.IL.

[Tpumepbl YIOMSHYTOTO BBIIIE "MHEPTHOTO PaCTBOPUTENA" BKIIOYAIOT "apoMaTHUYECKHE PACTBOPHUTEIH',
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"anngaTuuecKre yrieBoJOopOAHbIe pacTBOpuUTenH”, "I(UpHBIE pacTBOpHUTENH', "TaJoreH3aMelleHHbIe YIIIeBO-
JIOpO/IHBIE pacTBOpUTENN" U T.I. DT PACTBOPUTEIH IPEIIOYTHTEIFHO UCIIOJIB3YIOTCS B CMECH C BOJIOW B IMOJI-
XOJISIIIIEM COOTHOIICHUH.

Temmeparypa npoBeneHUsT peakiui, KaKk MpaBmiIo, coctasiseT oT -50 mo 200°C, npeamodrureasHoO oT -20
no 150°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasiset ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 40 1.

DTy peakIuio MOXHO TaKkKe MPOBOJIWTH, HANIPUMEpP, OCYIIECTBIISAS B3aumMozeicTBue coequHeHus (I-3) c
WCTOYHHUKOM BOJOPOAA B MPUCYTCTBHHM MTEAJUIMYECKOTO KaTajaH3aTopa B MHEPTHOM pacTBopurene. IIpu Heob-
XOAUMOCTH PEAKIHI0O MOYKHO IPOBOJHUTH B NPUCYTCTBUH | 9KB.-M30BITKA HEOPTraHWYECKOW I OpraHUYecKOi
KHCIIOTHI.

IIpumMeps! yNOMSHYTOro BbIIIE "METAIMYECKOTO KaTanu3aTropa" BKIIIOYAIOT MallaAuii-Ha-yrie, majiia-
JIMEBYIO YEpHb, XJIOPH] MaJIa us, OKCUJl TUIATHHbI, TUIATHHOBYIO YE€PHb, HUKENb Penes, kobanbT Penes u T.1n.
KonnuecTtBo mcnonp3yeMoro B peakuu "MeTaUIMYecKoro KaranauzaTopa', Kak mpaBuiio, coctasiseT ot 0,001
1o 100 skB., npennourutensHo 0T 0,01 10 10 9KB. MO OTHOIIEHUIO K KONm4yecTBY coenuneHus (1-3).

[Tpumepbl YITOMSHYTOTO BBIIIE "MCTOYHHMKA BOJOpOa" BKIIOYAIOT ra3000pa3HbIi BOJOPO, MypaBEUHYIO
KHCJIOTY, COJIU MYPaBbHHOW KHCIIOTHI M aMHUHOB, (POCHUHATHI, TUAPA3UH H T.1I.

[Tpumepbl yOMSHYTOH BBINE "HEOPTraHMYECKOH KHUCIOTHI" BKIIOYAIOT XJIOPUCTBHIM BOJAOPOJ, CEPHYIO KH-
CIIOTY H T.II

[Tpumepb! yITOMSHYTOH BBIIIE "OpraHMYECKON KUCIOTH" BKITIOYAIOT YKCYCHYIO KUCJIOTY U T.IL.

[Tpumepbl yIIOMSHYTOTO BBIIIE "HHEPTHOTO PACTBOPHUTENS" BKIIOYAIOT "CIIMPTOBBIE pacTBOpUTENH", ""HUT-
puIbHBIE pacTBOopHTENH', "apoMaTHUEcKHe pacTBopuTesn”, "anudaTHieckue yrieBoAOpOIHbIE pacTBOpHUTENN",
"s¢upHbIe pacTBOpuTENH", "CI0XKHOI(pHUPHBIE pacTBOpUTEnH", "aMuAHBIE pacTBOpHUTENH', "rajoreH3aMerieH-
HBIE YTJIE€BOAOPOAHBIE pacTBOpUTENn", "PacTBOPUTENH, ABISAIOIIMECS OPraHUYECKUMHU KUCIOTaMu" U T.I. OTH
PaCTBOPUTENIN MPEANOUTUTEIBHO HCHIOIB3YIOTCS B CMECH C BOJOW B MOAXOJSAIEM cooTHoueHuu. U3 nepeunc-
JICHHBIX PAaCTBOPHUTEIIEH MPEAIIOYTHTEILHBIMH SIBIISIIOTCS ' CIIMPTOBBIE PACTBOPUTENH".

Temmeparypa npoBeneHUsT peakiuy, KaKk MpaBmiIo, coctasiseT ot -70 xo 150°C, npeamodrurenasHoO oT -20
no 100°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasiset ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 40 1.

Coenunenwns (89) 1 (90) MOKHO MOJIYIHUTh CITOCOOAMHU, U3BECTHBIMHU TIO CYIIECTRY.

Cxema peaxkuuu 26
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8) (393) (89-9)

riae Z o3Hayaet ()parMeHT, 3aIUINAONIHNA KapOOHWIBHYO TPYIIILY;

JIpyrue CUMBOJIBI COOTBETCTBYIOT paHee TaHHBIM OTPE/ICICHHUSIM.

IIpumepsl (hparMeHTOB, 00Pa30BaHHBIX 3aNIUIICHHON KapOOHWIBHOW TPYIION, BKIFOYAIOT UKIHYCCKUC
aneranu (Hanpumep, 1,3-auokcaH, 1,3-THOKCONaH), HEIMKINYECKHE arieTand (Hanpumep, mu-C_¢aIKIIaeTans)
U T.IL

Coenunenne (92) MOXXHO TONy4aTh, HAIPUMEDP, CIIOCOOOM, aHATOTHIHBIM CITOCOOY TMOJIYYSHHUST COSIHHE-
Hus (52) u3 coequnaenus (50) Ha cxeme peakuu 12, ¢ mpuMeHeHneM coenuHeHus (91).

Coeaunenne (93) MOXKHO TONTy4aTh, HAPUMED, BBOS coearHeHre (92) B peaKkIlnio BOCCTAHOBICHHUS.

DTy peakuuio MPOBOAAT CIIOCOOOM, aHAIOTHYHBIM CIOCO0Y ToirydeHust coequHenus (20) Ha cxeme peak-
o 12.

Coenunenne (94) MOXKHO TOTYYaTh, HAPUMEP, CIOCOOOM, aHATIOTHYHBIM CIIOCO0Y TOIYYCHHUS COCIHMHE-
Hus (24) u3 coequaenus (20) Ha cXeMe peaKIiy 5, C HCIOJIb30BaHUEM coequHeHus (93).

Coenunenue (89-1) MOXHO MONTy4aTh, HAPUMED, BBOAS coeanHeHue (94) B peakuuio CHATH 3aIuThI. Pe-
AKIUIO CHATHSA 3aIUTHl MOXKHO MIPOBOJUTH CIIOCOOOM, U3BECTHBIM 10 CYIIECTBY, HAIIPUMEP CIIOCOOOM, OIUCaH-
HBIM B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), nnn aHaJiorHyHbIM.

Coenunenue (95) MOXHO TOJIy4aTh, HAIPUMED, TEM Ke crIoco0oM, uTo U coenuHenue (I-2) u3 coenuHeHHS
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(29) na cxeme peakuuu 7, UICHOIb3Yys coequHenue (92).

Coenunenue (89-2) MOXKHO MOJTy4aTh, HAIIPUMED, BBOAS coeanHeHue (95) B peakuuio CHATHS 3aiuThI. Pe-
AKIUIO CHATHS 3alIUTHl MOXKHO MPOBOTUTH MO0 METOAMKE, M3BECTHOH MO CYIIECTBY, HAIPUMEP METOIUKE, OTIH-
canHoii B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), wim aHaormaHoM.

Coeaunenwne (91) MOXHO TTOTYYUTH IO METOIUKE, U3BECTHOM I10 CYITIECTBY.

Cxema peaxuuu 27
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IZie KaKIbli 13 CUMBOJIOB COOTBETCTBYET AAHHBIM BBIIIE ONPEACICHUSIM.

Coenunenue (42) MOXHO NOJTy4YaTh, HAPUMEp, BBOAS coennHenue (96) B peakiuio 3aMenIeHus.

DTy peakiuio MOBOAAT MyTeM B3auMoAeHcTBUs coeauHenus (96) ¢ nupuauHoM (97), 3aMEIIeHHBIM YXO-
JSIIeH TPYMIOH, KOTOPBIi, KpOME TOTO, HEOOS3aTENLHO SIBISIETCS 3aMEIIECHHBIM, B MPUCYTCTBUM OCHOBAHUS B
WHEPTHOM PacTBOPHTEIIE.

Hcmonb3yeMoe KOTMYECTBO YIOMSHYTOTO "MUPHUINHA, 3aMEIIEHHOTO YXOISIIEH IPYIoi, KOTOPBIH, KPO-
M€ TOTO0, HEOOsA3aTeNbHO SBIISETCS 3aMEIIeHHBIM", Kak TpaBuiio, cocTaBiseT oT 0,1 no 10 3kB., IpeaNOYTUTEIh-
HO OoT 0,3 110 5 3KB. IO OTHONICHHUIO K KOJUYECTBY cOoeauHEHMSI (96).

[Tpumepbl yIIOMSHYTOTO BEIIIE "OCHOBaHWA" BKIIOYAIOT "HEOPTaHUIECKHEe OCHOBaHUA", "OCHOBHBIEC COH",
"apomaTHyeckue aMuHbl", "TpeTUYHbIC aMHUHBI", "TUAPHUIBI IEJIOUYHBIX METAJIOB MU MIEI0YHO-3eMEIbHBIX Me-
TannoB", "ankokcuasl MeTamuioB" U T.11. KoanuecTBo nmpuMeHseMoro B peakiuu "0oCHOBaHUSA'", KaKk MpaBUIIo, CO-
craBiseT oT 1 1o 10 3KB., IPEIMOYTHTENBHO OT | 70 5 9KB. 110 OTHOIIEHHIO K KOJIMYECTBY coenHeHus (96).

IIpuMeps! ynoMSHYTOTrO BBIIIE€ "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAacTBOpUTENH",
"anngaTtuuecKue yriieBoAopoIHbIe pacTBopuTenn”, "adupHble pactBopHuTenu", "CII0XHOI(DUPHBIE PaCTBOPHUTE-
", "aMHuIHBIE pacTBOpHUTENHN", "HUTPIIBLHBIC PACTBOPUTENN" U T.II. DTH PACTBOPUTEM MOTYT MPUMEHSTHCS B
BHUJIE CMECH JIByX WJIH O0Jiee pacTBOPUTENIEH B MOJXOISIIEM COOTHOIICHHH.

Temmeparypa npoBeneHUsT peakiui, KaKk MpaBmiIo, coctasiseT oT -70 mo 200°C, npeamodrureabHoO oT -20
no 150°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasisiet ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 40 1.

Coenunenne (42) MOKHO TaKKe MOJYYUTh, HAPUMED, BBOAS coenuHeHne (99) B peakIuio BOCCTAHOBIIS-
HUSL

DTy peakmuio OCYIIECTBISAIOT MyTeM B3aUMOJECHCTBHS coeanHeHus (99) ¢ MCTOYHHKOM BOJIOPOAA B IPH-
CYTCTBHH METAJUIMUECKOTO KaTaln3aTopa B MHEPTHOM pacTBopuTteie. [Ipn HeoOX0IMMOCTH, 3Ty PEaKIHI0 MOXK-
HO NPOBOJIUTH B MPHCYTCTBUU KAaTATUTHYECKOTO KOJIMYECTBA - M30BITKA OPraHMYEeCKOH KHCIOTHI Win 1-50 5KB.
XJIOPUCTOTO BOAOPOAA.

IIpumMeps! yNOMSHYTOro BbIIIE "METAIMYECKOTO KaTanu3aTropa' BKIIIOYAIOT MallaAuii-Ha-yrie, majiia-
JHUEBYIO YePHb, XJIOPU MANIaIus, POANI-Ha-yTIIe, OKCHJ TaIalusl, OKCH] IJIaTHHBI, IUIATHHOBYIO Y€PHb, IJ1a-
THUHY-TIAJUTAUi, HUKEIb Peres, kobansT PeHes u T.m. KomudecTBo MpUMEHSIEMOT0 B pEeaKIUy "METALTHIECKOTO
Karaigu3aTopa', Kak mpaBmio, coctaBiseT oT 0,001 mo 1000 3xkB., npeamnourutenbro oT 0,01 go 100 3xB. oTHO-
CUTEJILHO KoJndecTBa coeanHeHus (99).

[Tpumepbl YITOMSHYTOTO BBINIE "HCTOYHHKA BOJOpoa" BKIIOYAIOT ra3000pa3HbIid BOAOPOI U T.I. JlaBie-
HHE Ta3000pa3HOro BOJIOPOAA, HCIOIB3YEMOTr0 B Ka4eCTBE "MCTOYHHMKA BOJIOpOAa", Kak MPaBHJIO, COCTaBIISIET OT
1 1o 100 aT™, npeanoututenbHo oT 1 10 10 aT™m.

IIpuMeps! yHOMSHYTOMH BhIIIE "OPraHUUECKON KUCIOTHI" BKIIOYAIOT YKCYCHYIO KUCIIOTY U T.II

IIpuMeps! yIOMSIHYTOTO BBIILIE "MHEPTHOIO PpacTBOpUTENA" BKIIOUAIOT "CIIUPTOBLIE PACTBOPUTENH", "HUT-
puIBbHBIE pacTBopHTENH', "apoMaTHUecKHe pacTBopuTesn”, "anudaTHieckue yrieBoAOpOIHbIE pacTBOpUTENN",
"s¢upHbIe pacTBOpHUTENH", "aMHUIHBIE pacTBOPHUTENH'", "rajloreH3aMelIeHHbIEe YTIeBOIOPOAHbIE PaCcTBOpUTEIH",
"'pacTBOPHUTEINH, SBISIONTUECS OPTAHMYSCKAMHU KUCIOTaMH" U T.1. DTH PACTBOPUTENH MPEANOYTHTEIHLHO pUMe-
HSIOTCSI B CMECH C BOJOW B MOAXOAAIIEM COOTHOWICHMH. M3 IepeyrnCIeHHbIX pacTBOPHUTENEH MPEAIOYTHTEINb-
HBIMH SIBIISTIOTCS " CIIMPTOBBIC PACTBOPHUTEIH".

Temmeparypa npoBeneHUsT peakiui, KaKk MpaBmiIo, coctasiseT oT -70 mo 150°C, npeamodrurensHo oT -20
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Jo 100°C.

Bpewms 3aBepieHus peakuuu, kak npasuio, cocrasisieT oT 0,1 no 100 4, npennoururensHo ot 0,1 10 40 4.

Coenunenre (99) MOXKHO MOJTyYNTh, HAIPUMED, BBOJA coequHeHHe (96) B peakinio 3aMeIeHusI.

DTy peakuuio MpOBOAST, OCYIIECTBISASA B3auMojAecTBHE coenuHeHus (96) ¢ mupunuH-N-okcumom (98),
3aMEIICHHBIM YXOMAIICH TPYIIOH, KOTOPBIA, KpOME TOT0, HEOOS3aTeIbHO SBISACTCS 3aMEIICHHBIM, B IIPUCYTCT-
BUW OCHOBAHUS B HHEPTHOM PaCTBOPHTEIIE.

KonmuecTBo ynoMsiHyTOro BbINIEe "MHAPUANH-N-OKCHIIA, 3aMEIIEHHOTO YXOMSIIEH TPYIOH, KOTOPBIH,
KpOMeE TOTO, HEOO3aTEebHO SBIIACTCS 3aMEIICHHBIM', IPUMEHIEMOT0 B PEAaKINH, KaK IIPABHUJIO, COCTABISET OT
0,1 mo 10 3kB., mpeAmodTuTensHO OT 0,3 10 5 IKB. MO OTHOIICHUIO K KOJIHYECTBY coenuHeHus (96).

IIpumeps! yIOMSAHYTOTO BBIIIE "OCHOBAHUS" BKIIIOYAIOT "HEOpraHMYECKHe OCHOBaHU", "OCHOBHBIE conu",
"apomaTHyeckue aMuHbL", "TpeTUYHbIC aMHUHBI", "TUAPHUBI IEJIOYHBIX METAJIOB MU MIEI0YHO-3eMEIbHbBIX Me-
TannoB", "ankokcuasl MeTamuioB" U T.11. KoanuecTBo mpuMeHseMoro B peakuuu "0oCHOBaHUSA'", KaKk MpaBUIIo, CO-
craBiseT oT 1 1o 10 3KB., IPEMOYTHTENBHO OT | 70 5 9KB. 110 OTHOIIEHHIO K KOJIMYECTBY coenHeHus (96).

IIpumMeps! ymOMSHYTOTO BBHIINIE "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAcTBOpUTENH",
"anmudaTHdecKkue yriieBOJAOPOIHbIE pacTBOpUTENH”, "3duUpHbIC pacTBOpUTENH", "CII0KHOIPHUPHBIE PACTBOPUTE-
", "aMHuIHBIE pacTBOpHUTENHN", "HUTPHIBLHBIC PACTBOPUTENN" U T.II. DTH PACTBOPUTEIM MOTYT MPUMEHSTHCS B
BUJIE CMECH ABYX WIH O0JIee paCTBOPHUTENIEH B IIOAXOISIIEM COOTHOIIICHUH.

Temmeparypa npoBeneHUsT peakiiny, Kak MpaBmiIo, coctasiseT oT -70 xo 200°C, npeamodrureasHoO oT -20
no 150°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasiset ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 40 1.

Coenunenue (99) MOXHO TakXke MOJIy4aTh, HAIIPUMEP, BBOS BBOJS coeqUHEHUE (42) B peakIUI0 OKHUCIIe-
HUSL

DTy peakuuio MpOBOJST, OCYIIECTBIAS B3aHMMOJCHCTBHE COEIUHEHHS (42) ¢ OKHCIHMTENIEM B HHEPTHOM
pacTBOpHUTEIE.

[Tpumeps! ynmoMsHYTOTO BBINIE "OKHCIMTENS" BKIIOYAIOT HEPOKCHUIBI, HANPHMEp IEPOKCHJ BOJIOPOJA,
HAJICEPHYIO KHUCJIOTY M T.II.; OpraHMYEeCKHe NepOKCHIBI, HAIPUMEpP M-XJIOPIEPOCH30MHYI0 KUCIOTY U T.II.; Mep-
cynbgatel, HanpuMep OXONE® u T.1., 1 nogoOHsle okuciuTend. KoaudecTBO HCIONb3yeMOTo B PEaKLUH
"okucnuTens", Kak mpaBuio, coctariseT oT 1 go 100 5kB., npeamodtutenpbHo OT 1 10 10 3KB. IO OTHOIIEHHUIO K
KOJIMYECTBY COeMHEHUS (42).

[Tpumepbl YIOMSHYTOT'O BBIIIE "MHEPTHOTO PACTBOPHUTEINA" BKIIOYAIOT "CIIUPTOBBIE pacTBopuTenu", "apo-
MaTHUYeCcKHe pacTBopuTenn’, "amudaTHUecKue YTIEBOAOPOIHBIE pacTBopuTenu”, "s(dupHBIE pacTBOpHUTETH",
"aMuIHBIE pacTBOpUTENH", "TaoreH3aMelIeHHBIE YIIIEBOJOPOIHBIC PACTBOPUTENH", YKCYCHYIO KUCIIOTY H T.II.
OTH pacTBOPUTETH MPEIAIMOYTUTEIHFHO MPIMEHSIIOTCS B CMECH € BOJOH B TIOAXOJAIIEM COOTHOMIIEHHH. M3 mepe-
YHCIIEHHBIX PACTBOPUTENIEH IPEIIOUTHTEILHBIMY SBISIOTCS "TaJOTeH3aMeIeHHBIE YTIIIEBOJIOPOIHBIE PACTBOPH-
Tenu" U "apoMaTHYECKHE PACTBOPUTENH'".

Temneparypa npoBeneHuUs peakluy, Kak MpaBuio, coctasiseT ot -70 no 150°C, npeanouturensHo ot -20
Jo 100°C.

Bpewms 3aBepiieHus peakuuu, kak npasuio, cocrasisieT oT 0,1 no 100 4, npennoururensHo ot 0,1 10 40 1.

Coenunenwre (3-1) MOXKHO TOTy9aTh, HATPUMED, BBOAS coequHeHue (99) nimm coequaenne (42) B peakiuio
BOCCTaHOBJICHUSI.

DTy peakIuio MPOBOAAT MyTEM B3aUMOJACHCTBUS coenuHeHus (99) wnu coemuHeHUs (42) ¢ HCTOYHUKOM
BOJIOPOJIa B IPUCYTCTBUH METAJUTMIECKOTO KaTIM3aTopa B MHEPTHOM pacTBopuTtene. IIpn HeoOXoauMocTH, 3Ty
PEaKIMI0O MOXKHO TIPOBOAWTH B MPUCYTCTBHHM OPTaHUYECKOW KUCIIOTHI, B KOJMYECTBE OT KATAJIHUTHYECKOTO 10
M30BITOYHOTO, WK OT 1 10 50 9KB. XJIOPHCTOTO BOJIOPOAA.

IIpumMeps! yNOMSAHYTOro BbIIIE "METAJIMYECKOTO KaTanu3aTropa' BKIIIOYAIOT MallaAuii-Ha-yrie, mnajiia-
JIMEBYIO0 YepHb, XJIOPH] NajuIaausl, pOJUii-Ha-yIie, OKCH IUIaTHHBI, IJIATHHOBYIO YEPHB, IUIATHHY-TAJIAIHH,
HuKenb Peres, koO6ansT Peres u T.1. KonmdecTBo HCMoOMb3yeMOro "MEeTalIMIecKOro Karaiamu3aropa', Kak MpaBH-
1o, coctapiusieT oT 0,01 go 1000 skB., npeanoututenbHo OT 0,1 10 100 3KB. MO OTHOLIEHUIO K KOJIUYECTBY CO-
enuHenust (42) wiam coenunenus (99).

[Tpumeps! ynoMsiHYTOTO BBIIIE "UCTOYHNKA BOJOPOAA" BKIIIOUAIOT Ta3000pa3HbIi BOJOPO H T.11.

[Tpumepb!l yITOMSHYTOH BBIIIE "OpraHMYECKON KUCIOTH" BKITIOYAIOT YKCYCHYIO KUCJIOTY U T.IL.

[Tpumepbl yIIOMSHYTOTO BBIIIE "MHEPTHOTO PACTBOPHUTENS" BKIIOYAIOT "CIIMPTOBBIE pacTBOpUTENH", ""HUT-
pWIBHEIE pacTBOpUTeNH", "apoMaTHUECKHUe pacTBOpHUTENH", "amudaTHdecKkue yriieBOJOPOIHbIE PacTBOPUTENH",
"3¢upHbIe pacTBopuTenH", "aMUAHBIE paCTBOPUTENH", "PACTBOPUTEIH, SBIIAIOIINECS OPTAaHMYECKUMU KHCIOTa-
MHU" ¥ T.II. DT PaCTBOPUTEIH MPEATIOYTUTEIHHO IPUMEHSIOTCS B BHIE CMECH C BOJOW B MOJXOISIIEM COOTHO-
meHnH. V3 mepeyncieHHbIX pacTBOPHUTEIICH MPEANOYTUTEIbHBIMH SBIISIFOTCS ""CIIMPTOBBIE pACTBOPHUTENN.

Temneparypa npoBeneHUs peakluy, Kak MpaBuio, coctasiseT ot -70 no 150°C, npeanouturensHo ot -20
Jo 100°C.

Bpewms 3aBepiieHus peakuuu, kak npasuio, cocrasiusieT oT 0,1 no 100 4, npennouyrurensHo ot 0,1 10 40 u.
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Cxema peaxknun 28

(104) {+8)

i KaXIBIH CHMBOJI COOTBETCTBYET JJAHHBIM PaHEe OIMPEACIICHISIM.

Coenunenwre (100) MOKHO TOJTydaTh, HAIPUMEDP, COMIACHO crmoco0y nonydeHus coeauaenus (100-1), co-
equaenns (100-2) nmu coenuuaenus (100-3) Ha cxeme peakuuu 29, cxeme peaknuu 30 WK cxeMe peakuud 32,
Wi crnoco0y, aHajormdHoMy ykazaHHbIM. Coenmunenue (100-1), coemuuenue (100-2) u coemunenue (100-3)
BXOJST B YHCIO coenuHeHnid opmyisl (100).

Coenunenne (I-5) MoxHO moNTyyaTh, HapuMep, BBoAs coequaerue (100) B peakIiio BOCCTAHOBUTEIBHOTO

aAMUHHPOBAHUSL.
DTy peakiuIo MPOBOJAT TEM )K€ CIIOCO00M, UTO U noirydenue coexunenus (I-2) Ha cxeme peakuu 7.
Coenunenue (104) MOXXHO MOTy4YaTh, HAIPUMED, TEM e CIIOCOO0M, KOTOPBIM ToJydatoT coequnenne (10)
n3 coenuueHus (16) Ha cxeme peakiyu 4, mpuMmensis coequHenne (100) B kauecTBe UCXOTHOTO BEIIECTBA.
Coenunenne (I-6) MOXHO TIOTTy4aTh, HAIPUMED, BBOAsI coenuaeHne (104) B peakiuro anuiIupoBaHusl.
DTy peakurio MPOBOIAT TEM XKe CIIoCO00M, UTO U modydeHue coeauaenus (I-1) Ha cxeme peakmym 2.
Cxema peaxkuuu 29
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(112) (100-1)

/i€ K&K U3 (parMeHToB R'? u R" sBisieTcst 3amecturernem;

KK U3 (hparMeHToB R'" u R" sBisiercst samecturenem win R' u R'® coBmectro 00pasyroT UK,

MIPOYHE CUMBOJIBI COOTBETCTBYIOT JAHHBIM BBIIIE ONPEACICHUSIM.

Coenunenne (107) MOXHO NONYydYUTh, HampuMmep, B3amMmopeicTBueM coeamHenus (105) ¢ o-
nmuazadocdonarom (106).

DTy peakIHio MPOBOJIAT, OCYIICCTBISIL B3anMo ieiicTere coeauaenus (105) ¢ a-nuazadocdonarom (106) B
MPUCYTCTBUH OCHOBaHHS B MHEPTHOM PaCTBOPHTEIIE.

KonmuectBo ncnons3dyemoro B peakuuu o-nuazadocponara (106), xak npasuito, coctasiseT ot 1 go 20
9KB., IPEAMOYTUTENBHO OT 1 JT0 5 3KB. TI0 OTHOIICHHUIO K KoJu4ecTBY coequHeHwus (105).

ITpumMeps! yIOMAHYTOTO BBIIIE "OCHOBAHUS" BKIIIOYAIOT "HEOpraHMYECKHe OCHOBaHU", "OCHOBHBIE conu",
"TUApUABl METOYHBIX METAJUIOB WM IIEJIOYHO-3eMeNIbHBIX MeTaJuIoB", "ankokcuabl MetaiuioB" u T.1. Kommue-
CTBO MPUMEHSEMOTr0 B peakiy "oCHOBaHUA", KaK MpaBuio, coctapisieT oT 1 g0 10 9KB., NpeAnovTUTENBHO OT 1
JI0 5 9KB. TI0 OTHOLIECHUIO K KoJimdecTBy coenuuenus (105).
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IIpuMeps! yIOMSHYTOTO BbIIIE "HHEPTHOTO PACTBOPHUTENA" BKIIIOYAIOT "CHMPTOBBIE pacTBopuTenu", "apo-
MaTu4ecKue pactBoputenu”, "amnpaTndeckue yrIeBOJOpOAHbIE pacTBopuTenu”, ">dupHble pacTBOpHTENH",
"croxxHo3(pupHBIE pacTBOpUTENU", "aMUAHBIE PACTBOPUTENH" U T.II. DTH PACTBOPHUTEIN MOTYT NMPUMEHSATHCS B
BUJIE CMECH ABYX WM O0JIee paCTBOPHUTENIEH B IOAXOISIIIEM COOTHOIICHUH.

Temmeparypa nMpoBeneHUsT peakiui, KaKk MPaBHIO, COCTaBIsAET oT -78 mo 150°C, npeamodTureabHo OT -78
no 100°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmio, coctasisier ot 0,1 go 100 4, npeamodrurensHo oT 0,1 10 48 1.

Coenunenwne (109) MOXHO TTONYyYWTh, HAIIpUMeEp, BBoIs coenuHeHue (107) B peaknuio oOpazoBaHus OeH-
30(ypaHoBoro nukia ¢ coeauaeHueM (108).

DTy peakuuio MpOBOJT, OCYIIECTBISIA B3auMoseiictue coenunenus (107) ¢ coeannennem (108) B mpu-
CYTCTBHH KaTaJM3aTopa Ha OCHOBE NEPEXOJHOTO METallJIa ¥ OCHOBAHHS B HHEPTHOM PacTBOPHTEIIE B aTMOchepe
MHEPTHOTO ra3a. IIpy HeoOX0ANMOCTH MOXKHO T00aBHUTH JIMTaH/.

KonmuectBo mcnosnb3yemoro B peakiuu coequnenus (107), xak mpasmiio, coctaBisier oT 1 mo 20 9kB.,
HPEANOYTUTENHHO OT 1 10 5 3KB. 10 OTHOILIEHUIO K KoauuecTBy coennHenus (108).

[Tpumephl YITOMSHYTOTO BBIIIE "KaTaIn3aTopa Ha OCHOBE TIEPEXOTHOTO MeTa/uTa" BKITIOYAIOT NaJlJIaIneBhIe
KaTaJIn3aTOPHl, HUKEJIEBBIE KAaTaTN3aTOPHI, JKEJIE3HbIe KaTalu3aToOphl, KOOANbTOBBIE KaTamu3aTopsl u T.01. [Ipu-
MepBI MAJUTAUEBBIX KaTallM3aTOPOB BKIIOUAOT auxyopun ouc-(tpudenmidochun)nammaaus(Il) u t.m. Kommdae-
CTBO TIPUMEHSEMOTO "KaTaJn3aTopa Ha OCHOBE TIEPEXOHOT0 MeTauia", Kak mpasuio, coctasiser oT 0,001 mo 1
9KB., npeanourureabHo oT 0,01 mo 0,1 3kxB. Mo oTHOMmIEHUIO K KoyimdecTBy coenmuenus (108). Kpome Toro, B
KadecTBE COKATaJIM3aToOpa MOTYT 100aBIATHECS MEIHbIE KaTalU3aTOPHl U T.II. IIpuMepsl METHBIX KaTaan3aTopoB
BkitouatoT Honua menu(l) u t.m. KonudecTBo MCHoiabp3yeMoro B peakiuu 'cokaTanuzaropa’, Kak MpaBUiIo, CO-
crasisiet ot 0,001 o 1 skB., npennoututensbHo oT 0,01 g0 0,5 HKB. O OTHOLIEHUIO K KOJMYECTBY COCIUHEHUS
(108).

[Mpumeps! ynomsiHyToTro BbINIe "aHranaa” BkitodatoT GocdrHoBbIe muranasl. [Ipumeps! GochUHOBEIX JIN-
raHaoB BKIroyaroT TpudeHuadpocdun u T.11. Konmuecto ucnonp3yemoro "nauranaa”, Kak IpaBHIIO, COCTABISAET
ot 0,001 mo 20 3kB., npeanouytutensHo oT 0,01 10 1 SKB. MO OTHOMIEHHIO K KOJIM4IecTBY coenuueHus (108).

[Tpumepbl yIIOMSIHYTOT'O BBIIIE "OCHOBaHUSA'" BKIIOYAIOT "apoMaTHYeCKHe aMUHBI", "TpeTHIHbIe aMUHBI" U
T.11. KomnaecTBO MpUMEHSIeMOro B peakiiny "oCHOBaHUA", Kak MpaBmiio, coctasiseT oT 0,1 mo 20 3kB., mpeanoy-
TUTENBHO OT 1 110 5 2KB. 10 OTHOIIEHUIO K KonmdecTBY coenauaenus (108). OcHoBaHMe MOXKET UCTIONB30BATHCS B
Ka4eCcTBE PACTBOPUTEIIS.

[Tpumepbl YITOMSHYTOTO BhIIIE "HHEPTHOTO PACTBOPUTEINA" BKIIOUYAIOT "aMHUIHbBIE pacTBOpUTeNH", "apoma-
THYecKue pactBopurenu, "anmudaTHyeckue yrieBoJOpoaHbIE pacTBoputenu”, "adupHBIE pacTBOpHTENH",
"ci105kHOA(pUpHBIE PacTBOPUTENN" U T.II. DTH PACTBOPUTEIH MOTYT IPUMEHSTLCS B BUJE CMECH ABYX WM Oojiee
pacTBopUTENei B MOAXOASIEM COOTHOLICHUH.

IIpuMeps! yIOMSHYTOTO BBIIIE "HHEPTHOTO ra3a'" BKIIOYAIOT a30T, aproH U T.IL.

Temneparypa npoBeneHuUs peakluy, Kak MpaBuio, coctasiseT ot -70 no 150°C, npeanouturensHo ot -20
Jo 150°C.

Bpewms 3aBepieHust peakiiny, Kak mpasmiio, coctasiset ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 40 1.

DTy peaxIfio MOKHO TaK)Ke MPOBOIUTH IO METOJUKE, U3BECTHOH IO CYIIECTBY, HAIIPUMEP IO METOJHKE,
onmcaHHo# B Synthesis, p. 749-751, 1986, niu aHaJOTUIHON METOMKE.

Coenunenwe (110) MOXKHO TIOTY9IUTh, HAIIpUMeEp, BBOs coenuaenne (109) B peakuro CHATHS 3alUTHI.

Peakmuro CHATHA 3aIIUTH MOKHO MTPOBOIUTH IO METOJMKE, H3BECTHON IO CYIIECTBY, HAIIPHUMED IO METO-
JKe, omrcaHHol B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), nnu aHanoruyHoi.

Coeaunenre (112) MOXHO MOJYy4UTh, HAPUMED, OCYIIECTBIISISE B3auMoaeicteue coenquuenus (110) ¢ co-
enuHenueM (111).

DTy peakiuIo MPOBOJAT TEM )K€ CIIOCO00M, UTO U MOJy4YeHHe coetuHeHNs (35) Ha cxeMe peakiuH 8.

Coenunenue (100-1) MOXHO TONTy4aTh, HaIpUMeEp, BB coeanHenue (112) B peakiyio 3aMemeHus ¢ co-
OTBETCTBYIOIINM METAJIIOOPTAaHUYECKUM PEareHTOM.

DTy peaknuio MPOBOIAT 10 METOJMKE, aHAIOTHYHOW METOJIMKE TOJydeHHs coenuHeHus (29-1) Ha cxeme
peaknuu 8.

- 45 -



021698

Cxema peaxnun 30
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MIPOYHE CUMBOJIBI COOTBETCTBYIOT JAHHBIM BBIIIE ONPEACICHUSIM.

Coenunenne (114) MOXKHO TIOTYIUTh, HAIIPUMEp, BBOS coenunHenne (113) B peakuro CHATHS 3alUTHI.

Peakmuro CHATHA 3aIIUTH MOKHO ITPOBOIUTH IO METOHKE, H3BECTHON IO CYIIECTBY, HAIIPUMED IO METO-
ke, orcanHoi B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), win aHaormaHOM.

Coenunenue (116) MOXHO MOTY4YMTh, HapUMep, BBOAS coeauHeHue (114) B peaknuio aMuAMPOBAHUS C
coenunenueM (115).

YHoMsHyTYIO BbIIIE "pEaKiuio aMUIUPOBAHUA" MTPOBOIIT IO METOAUKE, aHAIIOTUYHOW METOJUKE MOJTyde-
HUS "aMHTHOTO MPOU3BOJHOTO", OMUCAHHOW B KaYECTBE OJHOTO U3 CIIOCO00B monydeHus coenuuenus (I-1) Ha
CXEM€ peaxiuu 2.

Coeaunenue (117) MoxkHO TOAy4aTh, HAIPUMEp, BBOAA coenrHenue (116) B peakunio HUKIU3ALNH.

YIoMsIHyTyO0 BbIIe "peakinuio MuKm3anuu’”’ coequaerus (116) mpoBoAsST B MPUCYTCTBHH aKTHBATOPa B
WHEPTHOM PacTBOPHUTEIIE.

[TpuMepbl yIIOMSHYTOTO BBINIE "aKTHBATOPA" BKIIOYAIOT IT-TOMYOJICYIB(OHOBYIO KHCIIOTY, KOMOWHAITHIO
IUATHIIA30AuKapOoKcmnata U TpudeHmwipochrHa, KOMOMHAIIUIO JTUHU30MPOINAIA30IuKapOoOKcHiIaTa u Tpude-
HuIpochrHa, KOMOMHALIIO TeKcaxJopaTaHa, TpudenmipochruHa U OCHOBaHUSA, U T.M. KomndecTBO puMeHsie-
Moro "aktuBaTopa', kak mpasmio, coctasiseT ot 0,001 mo 10 3kB., mpennoututensHo ot 0,01 g0 8 KB. MO OT-
HOILIEHUIO K KOJIH4YecTBY coearHenus (116).

IIpuMeps! yNnoMSHYTOTO BBIINIE "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAacTBOpUTENH",
"anudaTtuuecKue yriieBoAOpoIHbIe pacTBopuTenn”, "adupHble pacTBopuTenu", "CII0XXHOI(DUPHBIE PAaCTBOPHUTE-
", "aMuaHbBIe pacTBOpUTENH", "HUTPUIBbHBIE pacTBOpPUTENN", "TaJOreH3aMelIeHHbIE YTIIEBOAOPOIHBIE PACTBO-
putenu" U T.II. DTH PACTBOPUTEIH MOTYT MPUMCHSATHCS B BUAE CMECH JIBYX WJIH 0OJice paCTBOPHUTEINCH B IOIXO-
JSIIIIEM COOTHOIICHHUH.

[Tpumepb! yIIOMSIHYTOT'O BBIIIE "OCHOBaHUSA'" BKIIOYAIOT "apoMaTHYeCKHe aMUHBI", "TpeTHIHbIe aMUHBI" U
T.IL.

Temmeparypa npoBeneHUsT peakini, KaKk MpaBmiIo, coctasiseT oT -70 mo 200°C, npeamodrureabHoO oT -20
no 150°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasisiet ot 0,1 go 100 4, npeamodrurensHo ot 0,1 10 40 1.

Coenunenue (118) MoxHO NOTY4UTh, HaIIpUMED, BBOAA coearHeHue (117) B peakuuio alKUIMPOBaHUSL.

DTy peakmuio MPOBOJAT CIIOCOO0M, aHAIOTHYHBIM CIIOCO0Y MoydeHus coennHenust (8) n3 coenunenus (9)
Ha CXEMe peakuu 2.

Coenunenue (119) M0oxHO NOTY4UTh, HAIIpUMED, BBOIS coeanHeHue (118) B peakiuio CHATHS 3aIUTHL.

Peaknuro CHATHS 3alIUTHI MOXKHO OCYIICCTBUTH IO METOIMKE, H3BECTHOW MO CYIICCTBY, HAIPUMEDP METO-
Jke, omrcaHHol B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), niu aHanorugHow.

Coenunenre (120) MOXHO TMOJNY4HTh, HampuMmep, B3amMmojeicTBiueM coenuHeHus (119) ¢ coenmHeHnem
(111).

DTy peakiunio MPOBOIAT TAKUM ke 00pa3oM, Kak H MoIydeHne coennHeHus (35) Ha cxeMe peakiuH 8.

Coenunenne (100-2) MOXKHO TIOJTYYUTh, HATIpUMeEp, BBOAs coenuHeHue (120) B peakinio 3aMeIIeHHS C CO-
OTBETCTBYIOIINM METAJUIOOPTAaHHIECKIM PEareHTOM.
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DTy peakmuIo MPOBOJAT TAKUM ke 00pa3oM, Kak 1 HoydeHne coeauHenus (29-1) Ha cxeme peakuuu 8.
Cxema peaxnnn 31
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JIpyTHe CUMBOJIBI COOTBETCTBYIOT JAHHBIM PaHEe ONPEACICHUSAM.

Coenunenne (122) MOXHO IMOJy4aTh, HaNpUMep, BBOAS coequnenne (121) B peaknuio MuiyHoOy ¢ co-
enuHenueM (41).

DTy peakuio MPoOBOAAT IO METOJIMKE, aHAJOTUIHONW METO/IMKE MOJTydeHHs coeanHeHus (42) Ha cxeme pe-
akuuu 10.

Coenunenwe (123) MOXKHO TIOTydaTh, HAIPUMED, BBOS coenuHenne (122) B peakiuio BOCCTaHOBIICHHSI.

DTy peakiuio IPOBOAAIT 110 METOINKE, aHAJOTMYHON METOMKE MOJyIeHUsT coeTMHeHNus (42) Ha cxeMe pe-
akiun 27.

Coenunenne (124) MOXKHO TIOTYIUTh, HAIIPUMED, BBOS coequHenne (123) B peakiuro CHATHS 3alUTHI.

Peakmuro CHATHS 3aIIUTHI MOXKHO ITPOBOJIUTH MO0 METOAWKE, H3BECTHOW 110 CYIIECTBY, HApUMep METO.IH-
Ke, onrcanHoi B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), niu aHaqorH9HOM.

Coenunenue (125) MokHO NOTY4HTh, HAIPUMED, BBOAA coeanHeHue (124) B peakuuio a3uAupOBaHUsL.

YnoMsaHyTy0 "peakiuio a3uAUpPOBaHUS" OCYLIECTBISIOT IyTeM B3aUMOAEUCTBHUs coequHeHus (124) c
A3UIMPYIOLINM areHTOM B PUCYTCTBHH aKTHBATOPa B HHEPTHOM PaCTBOPHTEIIE.

[Tpumeps! yHOMSIHYTOTO BBIIIE "a3uaAnpYomero areHra” BkitoyaroT qudenundocdunoaszun (DPPA) n T.1m.
KonmnuectBo ucnonb3yemoro "azuaupyomero areura”, kKak npaBuiio, coctapisieT oT 1 go 10 »kB., npeanoyTu-
TEJIBHO OT 1 10 5 KB. O OTHOLIEHUIO K KOJIMYECTBY coeuHeHus (124).

[TpuMepbl YIOMSHYTOTO BhIIIE "aKTHBATOpA" BKIIOYAIOT KOMOMHAIMIO JUAITHIA30IMKApOOKCHIIATa U TPHU-
dbennndochunra, KOMOWHAIIUIO TUU3OMPOMIIIa30quKapobokcuiaaTa U TpudernnpochuHa, KOMOMHAIINIO TeKca-
XJIopaTana, TpupeHunpochuHa u ocHOBaHMs, U T.M. KommuecTBO mpuMeHseMoro "akTuBaTtopa', Kak MpaBHIIO,
cocraisieT ot 0,001 mo 10 skB., mpeamourutenbHo oT 0,01 10 8 IKB. MO OTHOIICHUIO K KOJIMIECTBY COCTUHEHUS
(124).

IIpumMeps! ynoMsHYTOTO BBIIIE€ "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAacTBOpUTENH",
"anudaTruuecKue yriieBoAopoIHbIe pacTBopuTenn”, "adupHble pacTBopHuTenu", "CII0XHOI(DUPHBIE PaCTBOPHUTE-
", "aMuaHbEIe pacTBOpUTENH", "HUTPUIBHBIE pacTBOPUTENHN", "TaJOreH3aMelIeHHbIE YTIIEBOAOPOIHBIE PACTBO-
purenn" ¥ T.I1. OTH PacTBOPUTEIH MOT'YT IPUMEHATHCS B BHJIE CMECH ABYX WM 00Jiee pacTBOPHUTEIIEH B ITOJXO-
JSIILEM COOTHOLICHHUU.

Temneparypa npoBeneHuUs peakluy, KaKk MpaBuio, coctasiseT ot -70 no 200°C, npeanouturensHo ot -20
no 150°C.

Bpewms 3aBepieHust peakiiny, Kak mpasmio, coctasisiet ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 40 1.

YTIOMSHYTYIO BBIIIE "PEAKINIO a3UIUPOBAHMS" MOKHO TaK)K€ OCYIIECTBIATH ITyTEM B3aUMOJIEHCTBHUS CO-
equHenns (124) ¢ a3uaupyroNM areHTOM B IPUCYTCTBHH OCHOBAHMS B HHEPTHOM PacTBOPHTETIE.

[Tpumepbl yTOMSHYTOTO BhIIIE "a3uanpyromiero areHTa" Bimodatot qudenmwidochunoasun (DPPA) u 1.1
KonmdgecTBo wmcmonb3yemMoro "a3uaupyromero areara”, Kak mpaBuiio, coctaBisieT oT 1 g0 10 3kB., mpeanodTa-
TEJIBHO OT 1 10 5 HKB. O OTHOLIEHUIO K KOJIMYECTBY coeuHeHus (124).

IIpuMeps! yoMSIHYTOTO BbIIIE "OCHOBaHUS'" BKIIIOYAIOT "apoMaTHdYeCKue aMUHBI", "TpeTHUHBIE aMUHBI" U
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T.11. KonnuecTBo mpuMeHsieMoro B peakuuu "oCHOBaHUA", Kak MpaBuio, cocTaBiuseT oT 1 g0 10 skB., npeanou-
TUTENBHO OT 1 10 5 3KB. IO OTHOILIEHHUIO K KOJMUECTBY coequHeHus (124).

[Tpumepbl YIOMSIHYTOTO BBIIIe "HHEPTHOTO PACTBOPUTENS" BKIIOYAIOT "apoMaTHYECKHE PAcTBOPHUTEIH',
"anmudaTHdecKkue yriieBOJAOPOIHbIE pacTBOpUTENH', "dhUpHBIC pacTBOpUTENH", "CIIOKHOIPHUPHBIE PACTBOPHUTE-
mu", "aMuaHBIE pacTBOpUTENH", "HUTPUIIbHBIE PacTBOPUTENHN", "TalOTeH3aMeIeHHbIC YTIIEBOAOPOIHBIC PACTBO-
putenn" U T.I1. DTH paCTBOPHUTEIHN MOTYT MPUMEHATHCS B BUJIE CMECH JIBYX HJIM 0OJiee PACTBOPHUTENCH B ITOIXO0-
JISIIIIEM COOTHOIICHHUH.

Temmeparypa npoBeneHUsT peakiny, Kak MpaBmiIo, coctasiseT oT -70 mo 200°C, npeamodrureasHoO oT -20
Jo 150°C.

Bpewms 3aBepieHus peakiuu, kak nmpaBuio, cocrasuser ot 0,1 no 100 u, npeanouturensHo ot 0,1 4. mo 40
9.

Coenunenne (127) MOXHO TOJTy4aTh, HarpuMep, B3aumoeiicreueM coenuaenus (125) ¢ ¢pocdopoprann-
yeckuM coeauHeHueMm (126).

DTy peakUuio OCYIIECTBISIOT IIyTeM B3auMoeiicTBust coenunenus (125) ¢ ¢pochopopranmyeckum coeau-
HeHueM (126) B IHEPTHOM PacTBOPHTETIE.

[Tpumeps! ynoMsiHyTOTO BBIIIE "(HOCHOPOPTraHNIECKOTO COSAMHEHHA" BKITIOYAIOT TpupeHmIpochuH, Tpu-
oyrundochun u 1.11. KonmdaecTBo ucmonbp3yemoro "(hochopopraHmdecKoro COeTUHEHHS ", KaK MPaBUIIO, COCTaB-
nsieT oT 1 710 20 9KB., IPEANOYTUTEIHHO OT 1 710 5 9KB. M0 OTHOIIEHHUIO K KOJIMYECTBY coenuHeHus (125).

[Tpumepbl YIOMSIHYTOTO BBIIIe "HHEPTHOTO PACTBOPUTENS" BKIIOYAIOT "apoMaTHYECKHE PAcTBOPHUTEIH',
"anmudaTHdecKkue yriieBOJAOPOIHbIE pacTBOpUTENH, "ddUpHBIC pacTBOpUTENH", "CIIOKHOIPHUPHBIE PACTBOPUTE-
", "aMuaHbIe pacTBOpUTENH", "HUTPUIBbHBIE pacTBOpPUTENN", "TaJOreH3aMelIIeHHbIE YTIIEBOAOPOIHBIE PACTBO-
purenn” ¥ T.I1. OTH PacTBOPUTEIH MOT'YT IPUMEHATHCS B BHJE CMECH ABYX WM 00Jiee pacTBOPHUTEINIEH B ITOJXO-
JsieM cooTHommeHnu. Kpome Toro, peakiuio MoXHO POBOAUTE 0€3 PacTBOPUTEIIS.

Temneparypa npoBefeHUs peakiuy, Kak mpaBuio, cocrasisger oT 0 go 200°C, npeanouturenasHo ot 0 10
150°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasisier ot 0,1 go 100 4, npeamoururensHo ot 0,1 10 40 1.

DTy peaxIfio MOKHO TaK)Ke MPOBOIUTH IO METOJUKE, U3BECTHOH MO CYIIECTBY, HAIIpUMEP IO METOJHKE,
onmcannoi B Tetrahedron, p. 437-472, 1981, uiu 1o aHATIOTHIHON METOTUKE.

Coenunenne (129) MoxHO TIOTydaTh, HAIPUMEP, BBOS coenuHeHue (127) B peakiuio KOHACHCAIUN C CO-
equHenneM (128).

DTy peaknuio OCYIIECTBISIOT IyTeM B3auMoeicTBus coenuuenus (127) ¢ coenunenuem (128) B uHepT-
HOM pacTBopurene. KonndecTBo ucnonszyemoro coequnenus (128), xak npasuno, cocrasuser oT 1 go 10 3ks.,
MPEANOYTUTENBHO OT 1 10 5 9KB. IO OTHOIIECHHUIO K KOJMYECTBY coequHeHus (127).

IIpuMeps! ymOMSHYTOTO BBHIINIE€ "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAcTBOpUTENH",
"anudaTtuuecKue yriieBoAOpoIHbIe pacTBopuTenn”, "adupHble pacTBopuTenu", "ClI0XKXHOI(DUPHBIE PAaCTBOPHUTE-
", "aMuaHbIe pacTBOpUTENH", ""CIUPTOBBIE pacTBOPUTENN", "HUTPUIILHBIE PACTBOPUTENN", ""TajJoreH3aMelleH-
HBIE YTJIEBOJOPOAHBIC PACTBOPUTENN" U T.N. DTH PAaCTBOPHUTEIIN MOTYT IPUMEHSITHCS B BHIE CMECH JIBYX HIIH
Oonee pacTBopuTeNell B MOAXOAANIEM COOTHOIMIEHHH. Kpome TOro, peakmmuio MOXHO MPOBOANTE 0€3 pacTBOpH-
TeJIS.

TeMmmeparypa npoBeeHUS peaKINH, Kak MpaBuio, cocTtaBisieT ot -78 mo 200°C, npeanodturensHo oT 0 10
150°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasiset ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 40 1.

Coenunenue (130) MOXXHO NOTY4HTh, HAIPUMED, BBOIS coearHeHNe (129) B peakuuio MUKIU3aLUN.

YToMsHYTYIO BhIIIE "peaKkiyio MUKIU3aluU" IPOBOIAT IyTeM B3anuMoekcTBus coeaunenus (129) ¢ ¢doc-
(hopopraHNYECKUM COeTMHEHHEM B HHEPTHOM PacTBOPHTEIIE.

[Tpumeps! ynomsiHyTOro BhINIE "(HOCHOPOPraHMIECKOro COSANHEHUS" BKIIOYAIOT TPUITHIIPOCHUT, TpPHME-
tungocour u T.11. KoaugectBo ncnonszyemoro "docdopopranndeckoro coeAnHeHUs ", Kak NPaBHIIO, COCTABIIS-
et oT 1 mo 100 5kB., mpenmoyTuTeNbHO OT 1 10 10 3KB. MO0 OTHOIICHUIO K KOJIMYECTBY coenuHeHus (129).

[Tpumepbl yIOMSIHYTOTO BBIIIEe "HHEPTHOTO PACTBOPUTENS" BKIIOYAIOT "apoMaTHYECKHE PAcTBOPHUTEH',
"anmudaTHdecKkue yriieBOJAOPOIHbIE pacTBOpUTENH', "dhUpHBIE pacTBOpUTENH", "CIIOKHOIPHUPHBIE PACTBOPHUTE-
mu", "aMuAHBIE pacTBOpUTENH", "HUTPUIIbHBIE PACTBOPUTENHN", "TaIOTeH3aMeIIeHHbIC YTIIEBOAOPOIHBIC PACTBO-
putenn" ¥ T.II. DTH paCTBOPHUTEIHN MOTYT MPUMEHATHCS B BUJIE CMECH JIBYX HJIM 0OJiee PAaCTBOPHUTENCH B ITOIXO0-
JSIIIIEM COOTHOIIeHNH. Kpome Toro, peakIiio MO>KHO MIPOBOIUTE O€3 paCTBOPUTEIIS.

Temmeparypa poBeIeHUsT peakiiny, Kak npaBuio, coctabiser oT 0 mo 200°C, mpenmodrutenbHo ot 50 10
200°C.

Bpewms 3aBepiieHus peakuuu, kak npasuio, cocrasiusieT ot 0,1 no 100 4, npennouyrurensHo ot 0,1 10 40 u.

Coenunenue (131) MoxxHO moMy4aTs, HampuMep, BBoAs coearHeHue (130) B peakiyio CHATHS 3aIIUTHL

Peakuuio cHATHS 3aIIUTHI MOJKHO MPOBOJAUTH 110 METOIMKE, U3BECTHOI 110 CYIIECTBY, HAIIPUMEP 110 METO-
JKe, omrcaHHol B Protective Groups in Organic Synthesis, John Wiley and Sons (1980), niu anHanorugHoi.

Coenunenue (I-7) MOXXHO TOJTy4yaTh, HanpuUMep, BBOAS coenuHenue (131) B peaknuro aluaInpoBaHusl.

3Ty peaknuio MpoBOIAT 110 METOANKE, AHAJOTMIHON MeToIuKe noxy4deHus coennneHus (I-1) Ha cxeme pe-
aKIn 2.
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Cxema peaxknun 32

NOy
R, cHO (128)
or"®

— ng

{132) (138)

RY

(138) {138) (100-3)

IJIe KaXJII CHMBOJI COOTBETCTBYET JAHHBIM BBIIIE OIIPECTICHUSM.

Coenunenne (133) MOXKHO MONTy4YaTh, HAPUMED, BBOAS coenuHeHne (132) B peakiuio KOHICHCAIUH C CO-
enuHenueM (128).

DTy peakIuio OCYIIECTBILIIOT MPH B3auMoecTBUu coeauneHus (132) ¢ coequnenunem (128) B mHEpTHOM
pactBopuTene. [Ipu He0OX0IMMOCTH MOKHO HUCTIONB30BaTh KHCIIOTY U T.I1.

KommuectBo ucnons3zyemoro coeaunenns (128), kak mpaBuiio, coctaBisieT oT 1 1o 20 5KB., MPEANOYTH-
TEJIBHO OT 1 10 5 HKB. IO OTHOIICHHIO K KOJIMIeCTBY coenuueHus (132).

[Ipumepbl  yrmoMsSHYTOW  BbIMIE  "KUCIOTH"  BKIIOYAIOT  XJIOPHUCTO-BOAOPOJHYIO  KHCJIOTY, II-
TOJIYOJICYTE(OHOBYIO KHCIOTY W T.N. KoMW4ecTBO HCMONB3yeMoH "KHUCIOTHI", Kak MPaBUJIO, COCTABISET OT
0,001 go 20 sxB., npeanoytutensHo oT 0,01 10 5 PKB. O OTHOIIEHHIO K KOJIMYeCTBY coenuHeHus (132).

IIpuMeps! yNmoMSHYTOTO BBHIIIE "HHEPTHOTO PACTBOPUTEN" BKIIOUAIOT "apOMaTHUECKUE PAacTBOpUTENH",
"anugaruuecKre yriieBoAOpoIHbIe pacTBopuTenn”, "adupHble pacTBopHuTEnH", "CII0KXHOI(DUPHBIE PAaCTBOPHUTE-
", "aMuaHbEIe pacTBOpUTENH", "HUTPUIBHBIE pacTBOpPUTENHN", "TaJOreH3aMelIeHHbIE YTIIEBOAOPOIHBIE PACTBO-
purenn" ¥ T.I1. DTH PacTBOPUTEIHM MOTYT IPUMEHATHCS B BHJIE CMECH ABYX WM 00Jiee pacTBOPHUTEINIEH B ITOJX0-
JsieM cooTHomeHnu. Kpome Toro, peakiuio MoXHO POBOAUTE 0€3 PacTBOPUTEIIS.

Temmeparypa poBeIeHUsT peakiiuy, Kak npaBuio, coctaBisger oT 0 mo 200°C, mpenmodrutenbHo ot 50 10
150°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasiser ot 0,1 go 100 4, npeamodrurensHo oT 0,1 10 40 1.

Coenunenne (134) MOKHO TIOTYIUTh, HATPUMEp, BBOIS coenuuenue (133) B peakuio MUKIN3aIIHH.

DTy peakIuio MPOBOISIT 10 METOJNKE, aHAJIOTHYHONW MeToauKe moiydeHus coemuHeHus (130) Ha cxeme
peakuuu 31.

Coenunenue (135) MokHO TIOTy4aTh, HAIpUMeEp, BBOAS coearHenue (134) B peakiuio BOCCTaHOBIICHUSI.

YHOMSHYTYIO BbIIIE "pEaKkLUI0 BOCCTAHOBIEHUS" MPOBOIAT MyTeM B3aumojeiicTus coenunenus (134) c
BOCCTAHABJIUBIOIIMIM areHTOM B HHEPTHOM PacTBOPHTEIIE.

[IpuMepsl YHOMSHYTOTO BHIIIE "BOCCTAHABIMBAIOIICTO arcHTa" BKIFOYAIOT THIPH/IBI METAUIOB (HAIPUMED,
Ownc-(2-METOKCHATOKCH )ATIOMUHUATHIPHU]] HATPUS, TUU300YTHIITHIPH]] aTFOMHHUS), MCTAJUIOTUAPUIHBIC KOM-
TUICKCHBIC COCAMHEHUS (Hampumep, OOPTUAPUI HATPUsL, OOPTHUAPHI JIUTHS, JIUTHHATIOMIUHUATHIPU, HATPHUiia-
JIOMUHUUTHIPHUA) U T.11. KoaudecTBO UCoNb3yeMoro "BOCCTaHABIMBAIOIIETO arenTa, Kak MpaBHiIo, COCTaBIIsI-
et ot 0,1 mo 20 3KB., MPEATIOYTHUTENBHO OT | /10 5 3KB. IO OTHOIIEHHUIO K KOJMMUECTBY coeauaeHus (134).

[Tpumepbl YIOMSHYTOT'O BBIIIE "MHEPTHOTO PACTBOPHUTEINSA" BKJIIOYAIOT "CIIUPTOBEIE pacTBopuTenu', "apo-
MaTHUYecKhe pacTBopuTenu’, "amudaTHUecKue YTIEBOAOPOIHBIE pacTBopuTenu”, "s(dupHBIE pacTBOpHUTETH",
"aMHTHBIC PACTBOPUTENN" | T.I. DTH PACTBOPUTEIH MOTYT IPUMEHSATHCS B BUJIE CMECH JABYX WM OoJiee pacTBO-
puTeneil B HIOAXOASIIEM COOTHOILICHUH.

Temneparypa npoBeneHUs peakluy, Kak MpaBuio, coctasiseT ot -70 no 150°C, npeanouturensHo ot -20
Jo 100°C.

Bpewms 3aBepiieHus peakuuu, kak npasuio, cocrasisieT ot 0,1 no 100 4, npennoururensHo ot 0,1 10 40 4.

Coenunenue (136) MoxHO MOTy4aTh, HAIPUMEP, BBOIA coearnHeHue (135) B peakuuio OKUCIEHHUS.

YnoMsHyTy0 BbllIe "peaklui0 OKUCICHHUA" MOMXHO MPOBOAUTH MO METOJMKE, U3BECTHOW MO CYIIECTBY,
HampuMep 1Mo Metonuke, onucanHoi B Journal of Medicinal Chemistry, p. 5282-5290, 2006, wiu 1Mo aHaJIOTHY-
HOM METOZIMKE.

DTy peakiuio OCYIIEeCTBISIOT, BBOAS coenuuenue (135) Bo B3aMMOAEHCTBHE C OKUCIUTEIEM B HHEPTHOM
pacTBopuTere.

[Tpumepbl YyIOMSHYTOTO BBIMIE "OKHCIUTENA" BKIIOYAIOT JUOKCHI MapraHia, MeppyTeHaT TETPaIrpoIr-
JTAMMOHHS, TPUOKCHIT XpoMa, peareHT Jlecca-MapTuna u T.1. KolmdecTBO HCIONIb3yeMOoTo "OKHCIUTENs", KaK
MPaBWJIO, COCTABIIET OT 1 10 5 9KB., MPEANOYTHTENBHO OT 1 10 1,5 9KB., OTHOCHTENIFHO KOJIMYECTBA COCIHHE-
Hus (135).
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IIpumMeps! yNOMSHYTOTO BBINIE "MHEPTHOTO PacTBOPUTEN" BKIHOYAIOT "HUTPUIIBHBIE PAaCcTBOpHUTENH",
"aMHIHbIE pacTBOPHUTENH", "TaJoreH3aMelleHHbIEe YTIeBOIOPOAHbIE pacTBopuTenn”, "sdupHble pacTBopuTen',
"apoMaTHYECKUEe PACTBOPUTENH" H T.I. DTU PACTBOPHUTETN MOTYT MPUMEHATHCS B BHJIE CMECH JIBYX WIH OoJiee
pacTBopuTeNeil B MOAXOAAIIEM COOTHOIICHUH. V3 mepednciieHHBIX IPeANOYTUTEIBHBIME SABISIOTCS ""HUTPUIIH-
HBIE pacTBOpUTENH", "3PUpPHBIC pacTBOpUTENH", ""TaoreH3aMeIeHHbBIE YTIIEBOAOPOIHBIC PACTBOPUTEIN H T.II.

Temmeparypa npoBeneHUsT peakiuy, Kak MpaBmio, coctasiseT oT -100 go 50°C, npeamodTureabHo OT -78
1o 0°C.

Bpewms 3aBepriieHus peakiiuy, Kak MpaBHIIO, COCTABISET OT 5 MUH 10 48 4, mpeamnodrurensHo ot 30 MUH
10 24 u.

Coenunenrie (138) MOXKHO MONYy4UTh, Hampumep, B3aumojeiictBuem coeannenus (136) ¢ coeaunenuem
137).

DTy peakuuio MpoOBOJIT, OCYIIECTBISIA B3auMoeiictue coenunenus (136) ¢ coeannennem (137) B mpu-
CYTCTBUH OCHOBaHHS B HHEPTHOM PacTBOPUTEIIE.

KonnuectBo ucnonb3yemoro coeaunenus (137), xkak mpaBuiio, cocTaBisieT oT 1 10 5 2KB., MpeanoyuTu-
TEJIHHO OT 1 10 2 HKB. IO OTHOIICHHIO K KOJIMIeCTBY coenuHeHus (136).

[Tpumepbl yIIOMSHYTOTO BEIIIE "OCHOBaHWsA" BKIIOYAIOT "HEOPTaHUIECKHEe OCHOBaHUA", "OCHOBHBIEC COH",
"apoMaTHyecKue aMUHBI", "TpEeTUIHbIE aMUHBI", "TUAPUIBI METOTHBIX METAJIOB WIIN MIEJI0IHO-3eMETbHBIX Me-
TauioB", "amKOKCHABI MeTaToB" U T.1. KomndecTBO MpuMeHsIeMOoro B peakiiu ""0oCHOBaHUS", KaK MPaBmIIo, CO-
cTaBisieT OT 1 10 5 9KB., IPEAMOYTUTENLHO OT 1 10 2 3KB. 10 OTHOIICHHUIO K KOJTNUeCTBY coeauaenus (136).

[TpuMepbl YIOMSHYTOTO BBIIIE "MHEPTHOTO PACTBOPUTENA" BKIIOYAIOT "apoMaTHUYECKHE PACTBOPHUTEITH",
"anugaTtuuecKue yriieBoAOpoIHbIe pacTBopuTenn”, "adupHble pacTBopuTenn", "CII0KXHOI(DUPHBIE PAaCTBOPHUTE-
", "aMHuIHBIE PAaCTBOPUTENH", "HUTPHIbHBIC PaCTBOPUTENU" U T.II. DTH PACTBOPUTEIN MOTYT MPUMEHATHCS B
BHUJIC CMECH JIByX HJIM O0Jiee pacTBOpUTENIEH B IOJXO/SIIEM COOTHOIICHHH.

Temneparypa npoBeneHUs peakluy, Kak MpaBUio, cocTaBisieT oT -78 no 200°C, npeanouturensHo ot -20
Jo 100°C.

Bpewms 3aBepiieHust peakiiny, Kak mpasmiio, coctasiser ot 0,1 go 100 4, npeamoururensHo oT 0,1 10 40 1.

Coeaunenwre (100-3) MOXHO TIOTyYUTh, HAPUMED, BBOS coeauHenue (138) B peakIiuio BOCCTaHOBJICHUSI.

DTy peaknuio MPOBOIAT CIIOCOO0M, aHAJIOTUIHBIM CTIOCO0Y TMOIydeHUs coequHeHus (42) w3 COCTUHECHHS
(99) na cxeme peakmnmu 27. Peakium, npuMeHseMble 1yt mosrydenus coequHerust Gopmyn (I1) u (I'), mpoBomsr
TaKuM e 00pa3oM, KaK B peakIuio moxydenus coequuaerus (I-1) Ha cxeme peaknuu 2.

B coenunenuu (I), morydaeHHOM ONIMCAHHBIMH CIIOCOO0aMHM, (GYHKITHOHAIBHBIE TPYIIIBI B MOJIEKYJIE MOYKHO
TaKXKe MPEeBPAaTUTh B KelaeMble (DYHKIIMOHAIBHBIC TPYIIBI C MOMOIIBIO IEJIOTO Psila XUMHUYCCKUX PEaKIUid,
M3BECTHBIX O CyIIecTBY. [IpUMephl TaKUX XUMHYECKUX PEaKIMi BKITIOYAIOT PEaKIIUU OKUCIICHUS, PEaKIHH BOC-
CTaHOBJICHUS, PCAKIIMU AIKWIMPOBAHUS, PCAKIMH AllMIUPOBAHUS, PEAKIMH BBEJCHUS (h)parMeHTa MOYCBHHBI,
PeaKIy THIPONIN3a, PEAKIIUH aMUHUPOBAHUS, PEAKIIUH STCPUDUKAIIH, PEAKIIUN COUYCTAHHS APUIIOB, PEaKIIUH
CHSTHS 3allIUTHBIX (PPArMeHTOB U T.II.

Coenunenue (1), moaydeHHOE ¢ TOMOIIBIO OMMMCAHHBIX BBIIIE CIIOCOO0B, MOYKHO BBLICIUTH W OYHCTHUTH U3-
BECTHBIMH IYTSAMH, HAIIPHIMEP SKCTPAKIINEH pacTBOPHUTEISIMH, TTIEPEBEICHUEM B XHUAKYIO (ha3y, (a30oBBIM mepe-
HOCOM, KpUCTAJUTH3AINEH, IEpeKpHUCTAILTH3anel, XpoMaTtorpaduei u T.11.

Ecmu coemmuaenue (I) BKIIIO9aeT ONTHIECKUNA H30MEp, CTEPEOU30MED, PETHON30MEP MIIM poTaMmep, BCe ATH
(hopMBI Takke BXOIAT B omnpezencHne coeauHeHus (I) ¥ uX MOXXKHO MOTYyYUTH B BHAEC MHIMBHIYaJIHHOTO IPO-
IyKTa C TIOMOIIBIO CIIOCOOOB CHHTE3a M pa3/eieHus, I3BECTHHIX 10 cymiecTBy. Hanpumep, eciin coequnenme (I)
COJIP’KUT ONTHYECKUI N30Mep, STOT ONTHYECKUH M30MEp, BBIICICHHBII N3 CMECH C JPYTrMMHU (POpMaMu 3TOTO
COEIMHEHUsI, TAK)KE BXOAUT B coetmHeHue popmyst (I).

Onrtuyeckre U30Mepbl MOXKHO TIOJTy4aTh CIIoco0aMu, N3BECTHBIMH I10 CYIIECTBY.

Coenunenue (I) MOXKET HMETh KPUCTAIUIMIECKYIO (GOPMY.

Kpucrannsl coequnenns (1) (manee mo TeKCTy MHOT/IA COKPALIEHHO HMEHYEMbIE KPHCTaJUIAaMH 110 HACTOS-
meMy n300peTeHNI0) MOXKHO IMOJIy4aTh NPH KPHUCTAJUTU3ALNH, BBIITOIHIEMON COTJIACHO METOIMKAaM KpHCTaILIN-
3a11H, KOTOPBIE H3BECTHHI IO CYIIECTBY.

B macrosimem onmcaHUM TEMIEPaTyphl IUIABJICHUS OTHOCATCS K JaHHBIM, H3MEPEHHBIM, HaIpUMep, ¢ TOo-
MOIIIBIO YCTPOHUCTB JIJIi M3MEPEHHs TEMIIepaTyphl IUIaBlIeHUsT MUKpooOpasmnoB BemiecTBa (Yanako, MP-500D
wm  Buchi, B-545), npubopor DSC (muddepennmansHoli ckanupyromei kamopumerpun) (SEIKO,
EXSTAR6000) umu mogo0HBIX YCTPOHCTB.

3HayeHns TEMIIepaTyp IIIaBJICHUS, KaK IPABIIIO, MEHSIOTCS B 3aBUCUMOCTH OT U3MEPUTEIHHOH amlmapary-
PHI, ycnoBuit n3Mepenus U T.11. Kpucrasusl 1o HacTosimeMy H300peTeHHIO MOTYT IEMOHCTPUPOBATh TEMIIEPATy-
PHI TUIABJIEHUS, OTIMYAIOUIMECS OT 3HAUYCHWH, YKa3aHHBIX B HACTOSIIEM OIMCAaHWH, €CIHM TH OTKIOHEHHS He
BBIXO/ISIT 32 NPEIeNbl OOBIYHOTO MANa3oHa OIHOOK.

Kpucrammmueckue QopMbl 1Mo HacToOsIEMY H300PETEHHIO HUMEIOT MPEBOCXOAHBIC (DU3UKO-XUMHYECKHUE
CBOMCTBa (HampuMep, TEMIIEpaTypy IUIABJICHUs, PaCTBOPUMOCTh, YCTOWYMBOCTb) M OHOJIOTHYECKHE CBOMCTBA
(Hanpumep, GpapMakOKHMHETHYECKHE MapaMeTpsl (abcopOimio, pacnpesaeneHue, MeTabonu3M, BhIBEICHHE), (-
(heKTUBHOCTH KCIIPECCHUH) M, TAKUM 00pa3oM, MOTYT MCKIIOUUTEIHFHO YCIICITHO MPUMEHATHCS B Ka4eCTBE Jie-
KapCTBEHHBIX CPEJICTB.
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Ipumepsr

Jlanee 1o TekcTy Hacrosmee n300peTeHNe MOAPOOHO OOBICHACTCS C MPUBJICYEHHEM IIPUMEPOB, HKCIIEPHU-
MEHTAJbHBIX IPAMEPOB M IPUMEPOB COCTABOB, KOTOPHIE HE CIIEAYeT CUATATh OIPaHUYMBAIOIINMH, U B OMHUCAH-
HBIE CTIOCOOBI MOKHO BHOCHTBH U3MEHEHHS, OCTaBasCh B paMKaX HACTOSIIETO N300peTeHNS.

B npuBeneHHBIX puMepax "KOMHATHAs TeMIlepaTypa', Kak mpaBujio, 03HaYaeT TEMIIEpaTypHbIN THana3oH
ot npumepHo 10 mo mpumepro 35°C. CooTHOIIEHUS, TPUBEIEHHBIC TSI CMECEH PACTBOPUTENCH, SBIISIOTCS 00b-
E€MHBIMH COOTHOIICHUSIMH, €CIT HE yKa3aHo HHoe. % 03HadaeT mMac.%, eciy He yKa3aHO HHOe.

[Ipu onucanum yCJIOBUH MPOBEACHHUS KOJIOHOYHOM XpoMaTtorpaduu Ha cwimkareie NH o3HadaeT mprume-
HEHUE CHIMKaress co CBSI3aHHBIM aMHHonpornwicuianoM. [Ipn onmcanuu ycnosuit nposeaenust BOXKX (Bbico-
k03¢ (eKTHBHOH XuaKocTHON Xpomarorpadun) C18 o3HauaeT MpUMEHEHHE CHIIMKArelsl CO CBSI3aHHBIM OKTajie-
1rioM. COOTHOILCHHUST PAaCTBOPUTEINIEH B DIIOEHTE MPEACTABISIOT COO0H 0OBEMHBIE COOTHOIICHHS, €CTH HE YKa-
3aHO MHOE.

B npumepax ncronb3yroTest CIeAYIONINe COKPAIICHHS:

mp (T.IUL.): TeMIlepaTypa IUIaBJICHHS;

THF (TT'®): terparuapodypaH;

DMF (IM®A): N,N-gumeTmihopMamuI;

DMA: N,N-muMeTuianeTaMum;

DME: 1,2-1MMeTOKCHITaH;

WSC: ruapoxnopun 1-3Tri-3-(3-1uMeTHIaMHHOTIPOTIIIT)KapOOJUIMHIA;

HOBt: moHOTHApAT |-THAPOKCHOCH30TpHA30IA.

Cnextpsl 'H SIMP (CieKTphl TIPOTOHHOTO SAEPHOIO MArHHTHOTO PE30HAHCA) PErHCTPHpoBatH Ha SIMP
criekTpoMeTpe ¢ npeodpasosanneM Dypre. s aHanmmsa ncrnons3osanu nporpammy ACD/SpecManager (Topro-
BO€ HaMMEHOBaHME) W T.I. [IMKH, MMeoUMe OYeHb CIIaXEHHYI0 (OpMy, HaIpUMep MHKH MPOTOHOB THUAPO-
KCHJIBHBIX TPYIII, aMHHOTPYII U T.II., B JAHHBIX CIIEKTPOCKOIMU HE IPHUBOASTCS.

Jlpyrue cokparieHus, IpuMeHsIeMble B JaHHOM OIMCaHUH, UIMEIOT CIIEAYIONIIE 3HAYCHNUSI:

s (c): cuHrIIEeT;

d (m): my6rer;

t (T): TpHUILIET;

q (KB): KBapTeT;

m (M): MyJIbTHIUIET;

br (ymr): ymmupeHHBIH;

J: KOHCTaHTa CIMH-CIMHOBOT'O B3aUMO/ICHCTBIS;

Hz (I'): Tepy;

CDCl;: meliTepupoBaHHEIH XIT0podopM;

DMSO-dg: AMCO-dg;

'"H-SIMP: IpOTOHHBIi1 IEPHBIN MATHHTHbIH PE30HAHC;

TFA (T®Y): tpudTopykcycHast KHCIIOTa.

MC (macc-cniekTpbl) peructpupoBain Ha npubope KX/MC (KHOKOCTHBIH XpomaTtorpad-macc-
criekTpoMeTp). B kadecTtBe croco6a moHM3amuu mpuMeHsTH croco0 ESI (noHHM3amuio 31aeKTpopacibuIeHHEM )
nu criocod APCI (XuMUYecKyto HOHU3AINIO MPU aTMOCc(hepHOM NaBleHH ). B TekcTe m300peTeHNs IPUBEACHBI
oOHapy>keHHbIe TIpu 3TOM nuku. Kak mpasuino, HaOroancs NuK MOJIEKYIIIpHOTO HoHA. B cirydae, eciu coenu-
HEHHUE BKIIOYAIO TPeT-OyTOKCHUKapOOHWIbHYIO Tpynmy (-Boc), Mor HabmomaTsesl MUK parMeHTapHOTO MOHA,
00pa3oBaBIIerocs 1mocje OTIEeIUIEHUs TPeT-0yTOKCHKAapOOHUIBHON TPYTIBI WIN TPET-OyTHiIbHOW rpymmnbl. J{is
COEIMHEHUSI, BKIIIOYABILETO THAPOKCHIbHYIO Tpymity (-OH), Mor HaGmonaTbes nmuk (parMeHTapHOTO MOHA, 00-
pasoBasierocs nocie ormeruienns H,O. B ciydae coneit, kak npaBmino, HaOmoaa1cs MUK MOJIEKYJIIPHOTO HOHA
W parMeHTapHOro HoHa CBOOOIHON (OPMBI.

JlanHble areMeHTHOrO aHanm3a (Anal.) moka3siBatoT BeraucieHHble (Calcd) u HaliieHHbIC 3HAUCHHSI.

CrnpaBouHslif mpumep 1.

tpeT-byTnn-[(1S)-1-meTmn-2-(munepuanH-4-UIOKCH ) THI |[KapOamar.

Cmech Tpet-OyTrii-[(1S)-2-ruapokcu-1-metmmtri|kapbamata (30 1), 4-HuTponupuauH-N-okcuna (25,2
1), Tpudochara kamus (109,0 T) u npormmonutpmia (150 mur) nepemerntuBanm mpu 90-100°C B Teuenne 6 4. Cme-
CH JTaBajil OCTHITH 10 KOMHATHOM Temmeparyphl, nooasisumk Boay (100 MiT) U 3KCTparupoBaid CMECh dTHIIAIIC-
tatom (300 wmur). Cmoit JTwianeraTa KOHIEHTpHpoBaiM, moiydas tper-Oytun  {(1S)-1-mermm-2-[(1-
OKCUAOTTUPHUANH-4-MT)OKCH |3THa f kKapOamar (50 T) B BUe KOPUIHEBOT'O MacJa.

tper-byrmi-{(1S)-1-metun-2-[(1-oxkcunonupuaun-4-min)okcu |3tui f kapoamar (50 T), YKCYCHYIO KHCIOTY
(500 mur) u 10% namnaauii-sa-yrie (12 r) noMemanu B peakTop it padoTHI O aBJICHHEM M TIEpEMEIINBAIIH
cmech npu 50°C B TeueHue 6 u nox aasiaeHueM Bopopona 0,5 MITa. Cmecu naBanu OCTHITH 10 KOMHaTHOH TeM-
neparypsl M NOHIDKAJIU JaBlIeHE 10 HOPMaIBbHOTO 3HaueHus. HepacTBopuMble BEIIECTBAa OTACISIN (QHIBTPO-
BaHMEM M (QUIbTpaT KoHIEeHTpupoBanmu. K ocratky no6asisumi stmnaneraT (450 M) M cMech 3KCTParupoBajn
10% BOAHBIM pacTBOPOM JIMMOHHOW KUCIOTHI (450 mur). Cno#t sTunanerara BHOBb dKcTparupoBanu 10% Box-
HBIM PAacTBOPOM JIMMOHHON KHUCIOTHI (225 Mi). BoaHblie ciion o0beauHsIH, ToBOIMIM 3HadeHne pH 1o 12 8§ M
BOJHBIM PACTBOPOM THAPOKCHAA HATPHS W IBAXKIBI IKCTparupoBaiu ToiryojoM (450 mur). TomyonbHBIE CIIOW
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00BEANHUIM ¥ KOHIEHTPUPOBANH, monydas Tper-OyTun [(1S)-1-metmn-2-(mupuauH-4-uiIo0KCH)IThII|Kapoamar
(30 r) B BUE OJICTHO-KENTOTO Maca.

tpeT-byTnn-[(1S)-1-metnn-2-(mupunna-4-unokcn)dTi [kapoamart (30 1), ykeycHyto kucioty (300 mur) u
10% namtanuii-sa-yrae (7,5 r) moMemany B peakTop A paboThl TOA NAaBICHUEM U CMECh IEPEMENINBAIN IpH
80°C B Teuenne 6 4 nmpu gaBieHnn Bogopoaa 0,8 MIla. Cmecu gaBav OCTHITH JO KOMHATHOH TeMIIEpaTyphl U
TOHIDKAJIM JTaBICHHE 10 HOPMAaJbHOTO 3HaueHHs. HepacTBOpHMOe BEmECTBO OTACHSNIN (UIBTPOBAaHHEM U
¢unpTpar KoHIeHTpUpoBau. K ocratky moGasmsmn stunaneraT (300 i) 1 cMmecs 3kctparupoBanu 10% Box-
HBIM pacTBOpoM JMMOHHOI KucnoTel (300 mur). Cro#t »THianieraTa BHOBB AKcTparupoBanu 10% BomHBIM pac-
TBOPOM JIMMOHHOH KucOTH (150 mi). Boaubie cion o0benuHsy, foBoawIn 3HaueHne pH no 12 8 M BoaHbiM
PpacTBOPOM THIPOKCHIA HATPHUS M ABAXIIBI SKcTparupoBaiy ToixyosoM (300 mi). ToxyonbHbIE clI0M 00bEIHHSIIN
u xoHueHTpupoBain. K ocrarky nobasnsum meranos (30 mi), stmanerar (120 mun) u ssHTapHYI0 Kucnoty (12,1
T) M CMeCh MepeMeIBaly, orydast Kpuctawisl. [locie nepememBanus B TedeHue 1 4 1o0aBIIsuIN JUHA30MIPO-
nitoBbId a¢up (150 M) u nepememmBany cmechk B TedeHue 1 4. [lodydeHHbIe KpUCTAUTBI BBIIEISUIN (HIBTPO-
BaHMEM, ITPOMBIBAIHM TUH30TPOIIIOBEIM 3GupoM (150 M) 1 BRICYIINBAIH, MOJy4asi yKa3aHHOE B 3arJlaBHU CO-
equHenne (32,9 r) B BuJie OEIBIX KPUCTAILIOB.

'H SIMP (500 MI't;, IMCO-de) & 1,00 (3H, x), 1,37 (9H, ¢), 1,5-1,7 (2H, m), 1,8-2,0 (2H, M), 2,29 (4H, c),
2,6-3,0 (2H, m), 3,0-3,2 (2H, m), 3,2-3,4 (2H, m), 3,45-3,7 (2H, m), 6,6-6,7 (1H, m).

ITpumep 1.

N-[(1S)-2-({1-[6-(1tukmonIpOoTUIMETOKCH)- | ,3-0€H30KCa3071-2- 1T |TUTIepUIUH-4 -1 } OKCH)- | -

METHIIDTHIT |alleTAMHI.

A) (25)-2-[(TpeT-0yTOKCHKapOOHHMIT)aMUHO |TPOTTHI 4-METHIIOSH30JICYIb(OHAT.

Cwmechb TpeT-0yTria-[(1S)-2-runpokcu-1-metumatiin]kapbamara (10,0 1), Tosunxmopuaa (12,0 ) 1 nupuan-
Ha (100 mur) mepememmBany B TeueHre 30 MUH IPH OXJIAXKAESHUU JIHIOM U B T€UYEHHE 2 4 IIPH KOMHATHOM TeM-
neparype. 3aTeM K peakIHOHHOW cMecH 00aBisuti To3wixiaopua (6,0 T) U nepeMeInBai CMech P KOMHAT-
HOH Temreparype B TedeHne Houu. K peakimonHoi cmecu no6asisuin 0,5 M XJIOpHCTO-BOAOPOTHYIO KHCIOTY H
9KCTParupoBaJId CMeCh dTHIaneTaToM. [lomydeHHBIH OpraHuuecKuid CIIOH IPOMBIBAIIM HACHIILICHHBIM PaCTBOPOM
COJIM U BBICYIIMBAJIH HaJl O€3BOIHBIM CyIb()aToM Maraus. PacTBopuTesb BhITapUBAIH ITPH MOHIKCHHOM JIaBJIe-
HUW M OCTAaTOK OYMIIATH KOJOHOYHOHN XpomaTtorpadueil Ha cuiukarelne (TeKCaH/dTHIAIETAT), MOoTydas yYKa3aH-
HOE B 3arjlaBuu COSIMHECHHE B BHJIE TBEPOTO BemecTBa Oemoro npera (13,5 1).

'H SIMP (300 MI', IMCO-ds) & 0,97 (3H, n, J=6,8 '), 1,34 (9H, c), 2,42 (3H, c), 3,49-3,96 (3H, m),
6,86 (1H, n, J=7,6 I'n), 7,48 (2H, 1, J=8,1 '), 7,78 (2H, 1, J=8,1 I'l).

B) tper-byTtun-[(15)-1-meTwmn-2-(TupuauH-4-UI0KCH )3T |KapOamar.

K cycnemsun runpuaa Hatpus (B macie, 60%, 1,61 r) B8 AM®A (50 mur) npu oxutaxxIeHHH JIbIOM 100aB-
nsimm 4-ruapokcunupunii (3,83 T). PeakimoHHyI0 cMech mepeMemuBaiy B TeueHrne 30 MUH MPHU OXJIAXICHUN
JTBIOM W MaJieHbkuMu ToprmsaMu (13,3 T) mnpu OXJaxACHWH IhAOM no0aBismd K Heil (2S)-2-[(Tper-
OyTOKCHKapOOHMIT)aMUHO |IpoNMII-4-MeTHIOEH30JICYIb(pOHAT. PeakMOHHYI0O CMECh MepeMENINBAIN B TCUCHHUE
2 9 1pu OXJIKACHUH JbI0M U B Tedenue 3 1 npu 60°C. K peakiiioHHON cMecn 100aBIIsuId BOY U CMECh DKCT-
parupoBany sTuianeTatoM. IlonmyuyeHHBIH OpraHMYecKHi CIIOM MPOMBIBAIM HACHIIICHHBIM PacTBOPOM COJU U
BBICYIIMBAJIM HaJ 0e3BOAHBIM Cyib(aToM MarHus. PacTBopuTess BBIIAPUBAIM MPU MOHWKEHHOM JIABJICHUU H
OCTaTOK OYMIIAJIHM KOJOHOYHOW Xpomarorpaduell Ha CUiHMKarese (FeKcaH/3THIIAlleTar), IMojiydas yKa3aHHOE B
3arnaBuu coequaenue (2,10 T).

'H SIMP (300 MI't, IMCO-dg) & 1,06-1,14 (3H, M), 1,38 (9H, c), 3,76-3,98 (3H, m), 6,76-7,07 (3H, M),
8,27-8,47 (2H, m).

C) tpet-byTtmin-[(15)-1-meTmn-2-(unepuanH-4-uiI0KCH )3THII |[KapOamar.

K pactBopy Tpet-0yTuin-[(1S)-1-meTnn-2-(mupunnu-4-unokcu)aTii |kapobamara (1,03 ) B cMecn ykcycHast
kucnora (10 mur)/stanon (10 mum) mo6aBismu okcu TIaTHHEL (500 MT) U IepeMEeNTMBAIA PEAKITMOHHYIO CMECh
pY KOMHATHOW TeMIlepaTtype B TeueHHe 5 4 B aTMocdepe Bomopoa. Karanmuszarop otaensnu GuinbTpoBaHHEM U
¢unbTpar KoHIEeHTpHpoBaH. [lomy4yeHHbIH ocTaTok pacTBopsiiv B 0,5 M XJI0pHCcTO-BOZOPOIHOI KHCIOTE, pac-
TBOP NPOMBIBAJIM STHJIALIETATOM, IOALIETaYNBAIN KapOOHATOM Kalusl M SKCTParupoBajM dTHIIANETATOM. DKC-
TPaKT IPOMBIBAIN HACHIIIEHHBIM PACTBOPOM COJIM M BBICYIIMBAJIM HaJ O€3BOJHBIM Cyiab(aroM Harpus. PacTBo-
pUTeNb BBIIAPUBAIIH, [TOJIyYasi yKa3aHHOE B 3aryiaBuu coexuHenue (805 mr).

'H AMP (300 MI'n, CDCls) & 1,17 (3H, x, J=6,9 I'm), 1,36-1,47 (11H, m), 1,86-1,91 (2H, M), 2,55-2,64
(2H, m), 3,03-3,10 (2H, m), 3,30-3,44 (3H, m), 3,78 (1H, m), 4,71 (1H, m).

D) 2-Cynbdanun-1,3-6eH30Kcaz0i-6-011.

Cycniensuto ruapoxiopuna 4-aMmuao6en3om-1,3-auona (25,6 r), stunkcanTara kanus (76,1 T) ¥ THAPOKCH-
na kamus (13,3 r) B atanose (450 mur) mepeMenuBaiy B TeueHHe 16 9 Mpy HarpeBaHWU J0 KUIICHUS ¢ 0OpaTHBIM
XOJOAWIHLHUKOM. PeakmMoHHOI cMecH IaBaiy OCTHITH A0 KOMHAaTHOW TEMIIEpaTypsl, 3aTeM KOHIICHTPHPOBAIH
TIPY IOHWYKCHHOM JIaBJICHWH, TOOABIISITN K 0cTaTKy Boay (400 MJT) ¥ OTAEISIIN HEPACTBOPHUMOE BEIIECTBO (PHITb-
TpoBaHHeM 4depe3 1enut. K dunbrpaty aobasmsum 6 M XJI0pucTO-BoIopoAHyI0 Kucioty (40 M) u 3atem 1 M
XJIOPHCTO-BOOpOAHYI0 KHCIOTY (300 Mi). Ocamokx cobupalid U MoCiIeI0BaTeNIbHO TIPOMBIBAIIA BOJOMH, alleTo-
HUTPUIOM U TUM30TIPOIIIIOBEIM 3(pUpoM, ToiTydasl ykazaHHOE B 3ariaBuu coeanHenue (16,8 r).
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'H SIMP (300 MT';, IMCO-de) & 6,72 (1H, mn, J=8,7, 2,3 T'm), 6,89 (1H, 1, J=1,9 T'w), 7,04 (1H, 1, =83
I'm), 9,75 (1H, ¢), 13,62 (1H, ym1.c).

E) 2-Xnop-1,3-6eH30kca301-6-0.

K cycnensun 2-cyneganmi-1,3-6en3okcazon-6-oma (1,00 r) B TaoHmmxmopune (4,36 M) moOaBisuiw
JAM®A (0,278 mun) 1 mepemMernmBaiy cMech npu HarpeBanuu 10 80°C B Teuenue 5 muH. CMECH JaBad OCTHITh
JI0 KOMHATHOW TeMIIepaTyphl U 3aTeM KOHIICHTPHUPOBAIH MPHU MOHIKEHHOM AaBlieHHH. OCTAaTOK PacTBOPSUIH B
cmecu dtunanetat/TT'® (1:1), mpoMBIBaIM 3TOT pacTBOP HACHIICHHBIM BOJIHBIM PAcTBOPOM THIpOKapOOHATa
HATPHS M BBHICYIITMBAIHN HaJ O€3BOJHBIM Cynb(aToM HaTpus. PacTBOpHTENs BRITApUBAJIH P TOHIDKEHHOM JaB-
JICHWU U TIOJTYYE€HHBIH OCTAaTOK PACTHUPAIH C alleTOHUTPHIOM. [10JydeHHBIN TOPOIIOK MPOMBIBATIH JUH30IIPOIIH-
JIOBBIM 3(UPOM, TIOTydas yKazaHHOE B 3arJIaBUM coenHeHne (483 mr).

'H SIMP (300 MI'u, CDCls) & 5,13 (1H, ¢), 6,85 (1H, ax, 8,7 T'w), 6,99 (1H, x, J=2,1 T'w), 7,50 (1H, x,
J=8,7 T'm).

F) tper-bytmn-[(1S)-2-{[1-(6-ruapokcu-1,3-6eH30KCca3017-2 - K )TANICPUANH-4- 1T |OKCH } -1 -
METHIITHII |[KapOamar.

K pactBopy tper-Oyruia-[(1S)-1-meTun-2-(nmunepuann-4-mwiokcu)3tui|kapoamata (308 mr) um N,N-
munzonponumTiaamMuHa (0,311 mu) B8 AM®A (2 mi) nobasnsimn 2-xi10p-1,3-6enzokcazon-6-oi (202 mr) u me-
peMeIrBaiy cMech NpH KOMHATHOHM TeMIieparype B TeueHue 5 4. K peaknmoHHON cMecH N00aBIsUTH ATHIIALC-
TaT, IPOMBIBAIA CMECh HACHIIICHHBIM PACTBOPOM COJM W BBICYIIMBAIU HaJ OE3BOMHBIM Cynb(aTOM HATPHSL.
DKCTpaKT pasfersuid xpomartorpaduein Ha cunukaresne (NH, sTumaneTaT) u KOHIIGHTPUPOBAIHM MPU IMOHMKEH-
HOM naBlieHUH. [loaydeHHBI OCTaTOK OYMIANIHA XpoMaTorpaduei Ha cuiaukarene (TeKcaH/3TUianerar), Tmoiy-
gas yKazaHHOE B 3arjiaBuM coeanHeHue (446 mr).

'H SIMP (300 MI'u, CDCLy) & 1,17 (3H, 1, J=6,6 I'n), 1,45 (9H, c), 1,65-1,71 (2H, m), 1,90-1,98 (2H, m),
3,43-3,54 (5H, m), 3,83 (3H, m), 4,66 (1H, ym.c), 6,64-6,67 (1H, m), 6,83 (1H, x, J=2,4 T'm), 7,13 (1H, &, J=8,7
T'm).

G) tper-byTrn-[(1S)-2-({1-[6-(1uKIONPOMUIMETOKCH)-1,3-0€H30KCa301-2- 1T | TUIIePUINH-4-11 } OKCH)- 1 -
METHIITHII |KapOamar.

K  pactBopy  tper-OyTmi-[(1S)-2-{[1-(6-rumpokcu-1,3-0eH30KCca301-2-1T)TUTICPUIAH-4-1I | OKCH } - 1 -
MeTwmdTII [Kapbamara (445 mr) B JIM®A (3 wmi) nmoGamsmu kapOonat kamust (471 mr) u (Opomme-
tunm)uuktonponad (0,331 mun), 1 cMeck nepeMenBany npu HarpeBanud 1o 60°C B Teuenue 7 4 B atMocdepe
a30Ta. PeakIMOHHON cMecH IaBaM OCTHITH IO KOMHATHOW TEMIICPaTyphl, pa30aBisuIH STHIIAIICTATOM, POMBI-
BaJIM HACKHIIIEHHBIM PAaCTBOPOM COJIM M BBICYIIIMBAIN HaJ 0€3BOAHBIM CyIh(PATOM HATPHUA. DKCTPAKT OUUINAIN
KOJIOHOYHOM XxpoMmartorpadueit Ha cunmkarenae (NH, sTunaneTar), KOHICHTPUPOBAIH MPU TIOHWKSHHOM JaBJie-
HUUW ¥ TIOJIyYEHHBI OCTATOK BHOBH OUYHIIANIN XpomaTorpadueld Ha cuimukarene (TeKCaH/3THJameTar), moiaydas
yKa3aHHOE B 3arjiaBuu coenuHeHue (439 mr).

'H SIMP (300 MI'u, CDCl5) § 0,32-0,37 (2H, m), 0,61-0,67 (2H, m), 1,18 (3H, 1, J=6,6 T'm), 1,24-1,30 (1H,
M), 1,45 (9H, c), 1,66-1,77 (2H, m), 1,90-1,96 (2H, m), 3,43-3,59 (5H, m), 3,78 (2H, 1, J=6,9 T'm), 3,83-3,91 (3H,
M), 4,65 (1H, ym.), 6,75 (1H, nn, J=2,4, 8,7 '), 6,87 (1H, a, J=2,1 '), 7,20 (1H, a, J=8,7 I'm).

H) N-[(1S)-2-({1-[6-(uuKonponuaMeTOKCH)- 1 ,3-0e H30KCa30I-2 -1 | mUIepuAnH-4-1I1 } OKCH)- 1 -
METHIIITHI |al[eTAMUJI.

K tper-oyrmn-[(1S)-2-({1-[6-(1uKIONPOMUIMETOKCH)- 1 ,3-06 H30KCa301-2- 1T | TUIIePUINH-4-11 } OKCH)- 1 -
MeTHIITII [Kapbamary (438 mr) mobasisuin 4 M XITOPUCTHI BOAOPO/3THIANICTAT (5 MIT), IEPEMEIIUBAIIA CMECh
IpY KOMHATHOH Temneparype B TedeHrne 30 MuH 1 KoHIeHTpupoBain. K ocratky nobasisimy nupuaus (2,5 mit)
u ykcycHsil auruapun (0,186 M) u nepeMerrBaiyu cMech Ipu KOMHATHOU Temmeparype B TedeHue 2 4. Ilocne
KOHIICHTPHUPOBAHMS OCTATOK PACTBOPSUIN B ATHJIAIIETATE H ITOCIIEAOBATEIHHO MPOMBIBaIX pacTBop 10% BomHBIM
pacTBopoM KapOoHaTa Kajus M HACHIIIEHHBIM PAacTBOPOM COJIH, IIOCJIE YerO BEICYIIMBAIH HaJ OE3BOIHBIM
cynmb(haToM HaTpus. DKCTPAKT OUMINAIH XpoMaTorpadueit Ha cumukaresne (NH, aTunaneTar), KOHIEHTPUPOBAIH
TIPY TIOHIKCHHOM JaBJICHUU W MPOMBIBAIIN TOIYYEHHOE TBEPIOE BEIIECTBO TUH3O0IMPOIIIIOBEIM A(PHPOM, MOITY-
gas yKazaHHOE B 3arjaBuu coeanHeHue (295 mr).

'H SIMP (300 MI'u, CDCl5) § 0,32-0,37 (2H, m), 0,61-0,67 (2H, M), 1,20 (3H, 1, J=6,9 T'm), 1,23-1,32 (1H,
M), 1,68-1,76 (2H, m), 1,92-1,98 (5H, m), 3,41-3,60 (5H, m), 3,78 (2H, 1, J=6,9 I'nm), 3,86-3,94 (2H, m), 4,11-4,21
(1H, m), 5,64 (1H, n, J=7,8 I'n), 6,75 (1H, nx, J=2,7, 8,4 I'n), 6,87 (1H, 1, J=2,7 I'n), 7,21 (1H, x, J=8,4 I'n).

T.m. 120°C.

Janueie ananusa. Beraucaeno mis C, HyoN3Oy4: C, 65,09; H, 7,54; N, 10,84. Hatineno: C, 65,02; H, 7,53;
N, 10,84.

) N-[(1S)-2-({1-[6-(uuKonponuaMeTOKCH)- 1 ,3-0eH30KCa30I-2 -1 | mUnepuAnH-4-1I } OKCH)- 1 -
METHIIITHI |al[eTAMU/I.

I-A)  Mounorunpoxiopun  (2S)-1-({1-[6-(mukIonpomHIMETOKCH)- 1 ,3-0€H30KCa3051-2 - 1T |TUTIEpUINH-4 -
W1} OKCH )ITPOTIaH-2-aMHHa.

K pactBopy Tper-0ytun-[(1S)-2-({1-[6-(mukmonmponmmaMeToKCcH)-1,3-6eH30Kca3051-2 -1l | TUTIepUInH-4 -
Wi} okcH)- 1 -mMetnmaTrn [kapbamarta (41,4 r) B atmanerate (200 Mi1) mpu KOMHATHOM TemrepaType A00aBisum 4
M xnopucThIii Bomopoa/stunanetart (200 M), mepeMenmBaii CMeCh TP KOMHATHOM TemriepaType B TedeHue 4
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Y ¥ KOHIEHTPUPOBaIHU. [10Ty4eHHBIH 0CTATOK MEPEKPUCTATITU30BBIBAIA U3 CMECH TEKCAH/3TaHOJ, IMOJTydasl yKa-
3aHHOE B 3arjaBuu coequaenue (17,5 T) B Bume OeNbIX KPHCTAILIOB.

'H SIMP (300 MI'n, IMCO-dg) 8 0,26-0,36 (2H, m), 0,56 (2H, an, J=7,9, 1,9 T'n), 1,13-1,28 (4H, m), 1,57-
1,74 (2H, m), 1,85-2,01 (2H, m), 3,28-3,40 (1H, m), 3,43-3,53 (3H, m), 3,53-3,70 (2H, m), 3,74-3,89 (4H, m), 6,79
(1H, n,J=2,3 Tw), 7,11 (1H, n, J=2,3 I'n), 7,18 (1H, 1, J=8,7 '), 7,99 (3H, ym1.c).

MC (ESI+): [M+H]" 346,3.

I-B) N-[(1S)-2-({1-[6-(1muKI0TIpOIUIMETOKCH)- | ,3-0€ H30KCaA301-2- 1T |TUTIepUAMH-4-HJT } OKCH )- 1 -
METHIIDTHIT |alleTAMHI.
K pacTBopy MOHOTHAPOXJIOPHUIA (2S)-1-({1-[6-(upKIOTIPOIIMIIMETOKCH)- 1 ,3-O€H30KCa30J1-2-

W | ATIepUINH-4-1I1} OKCH)ITportan-2-amuHa (17,6 T) B mupunune (85 M) Mpu KOMHATHOM TeMIiepaType n1o00aB-
JSUTH YKCyCHBIH anruapun (12,6 mur) 1 nepeMeInmBaii cMech IpH KOMHATHOH TeMIiepatype B TeueHue 2 4. Pe-
aKIMOHHYIO CMECh pa30aBIsuIM BOAOH M SKCTparupoBaiy sTwiianeraroM. OpraHn4ecKuil ol MpOMBIBAIN BO-
o, 1 M XJIOpHCTO-BOJOPOJHONM KHCIOTOM M HACBIIIEHHBIM PAacTBOPOM COJIH, ITOCJIE YETO BBHICYIIMBAIHM HaJ
0e3BO/IHBIM cynb(paToM Marausi. PacTBopuTens BhIApUBaIN NMPU MOHWKEHHOM AaBieHUH. [loydeHHbIH ocTa-
TOK HEePEKPUCTAIUIN30BBIBAIIM U3 CMECH T'e€KCaH/3THIIAIIETAT, MoJydasi yKa3aHHOE B 3arjaBuu coequnenue (12,0
T) B BUJIE OEITBIX KPUCTAJLIOB.

'H SIMP (300 MI'u, IMCO-dg) & 0,22-0,36 (2H, m), 0,45-0,63 (2H, M), 1,04 (3H, 1, J=6,8 T'm), 1,13-1,28
(1H, m), 1,43-1,63 (2H, m), 1,79 (3H, ¢), 1,83-1,99 (2H, m), 3,21-3,30 (1H, m), 3,35-3,45 (3H, m), 3,48-3,63 (1H,
M), 3,70-3,83 (4H, m), 3,83-3,96 (1H, m), 6,66-6,78 (1H, m), 7,01-7,10 (1H, m), 7,10-7,19 (1H, m), 7,62-7,74
(1H, m).

T 122-123°C.

Jlannbie ananmza. Beraucineno s C, HooN3;O4: C, 65,09; H, 7,54; N, 10,84. Hatineno: C, 65,19; H, 7,56;
N, 10,85.

OnTrueckas yuctora 99,9% 3HaHTHOMEPHBIN H30BITOK (e¢).

Ipumep 2.

N-[(1S)-2-({1-[5-(muxnonponuIMeTOKCH)- 1 ,3-0eH30KCa30I-2 -1 | TUIICPUHH-4- 1T } OKCH)- 1 -

METHJIITHII |alleTaM U,

(A) I'mopoxnopun 2-amuHOOEH3011-1,4-1101a.

Cycnenzuio 2-autpobenson-1,4-auomna (1,00 r) u 10% nmamnanusa-ua-yrie (cogepxamiero 50% Boxer, 1,00
r) B 1| M XJTopHuCTO-BOAOPOIHON KUCIOTE (13 MIT) IepeMeInmBay Ipu KOMHATHONW TeMIiepaType B TeUeHue 5 4 B
aTMocdepe Boropoa. PeaknonHyo cMech (GMIBTPOBAIH, GIIBTPAT KOHIEHTPUPOBAIHN IPH TOHIKEHHOM JaB-
JICHWU W TIOJIy9e€HHOE TBEPJIOE BEIIECTBO MPOMBIBATH ATHJIAIIETATOM, MOIydas yKa3aHHOE B 3arIaBUH COEIUHE-
Hue (949 mr).

'H SIMP (300 MI'u, IMCO-de) & 6,60 (1H, nn, J=8,7, 2,6 T'n), 6,73 (1H, 1, J=2,6 T'w), 6,80 (1H, 1, J=8,7
I'm), 9,20 (1H, ym.c), 9,54 (2H, ymr.c), 9,78 (1H, ym.c).

B) 2-Cynbdanun-1,3-6eH30Kca3011-5-011.

K pactBopy runpoxinopuna 2-amuHo6eH30:7-1,4-1nomna (3,58 r) B mupuanse (40 Mi1) 100aBIAIN STHIKCAH-
tar kanmud (3,91 1) 1 nepemerMBaiy cCMech IPH HArPEBaHUH JI0 KUIIEHHSI C 00paTHBIM XOJIOAUIBHUKOM B Tede-
HHe 3 4. PeakimoHHOMY pacTBOPY JaBajlM OCTHITH IO KOMHATHOH TeMIlepaTyphl, 3aTeM KOHIEHTPUPOBAIH TIPH
MOHIDKCHHOM JIABJICHHH, TIOJyYEHHBIH OCTATOK PacTBOPSUIM B BOAE M IOAKUCIUIM pactBop 1 M xmopucto-
BOJIOpoAHOHN kucinoToi. CoOupany BeINaBIIee B OCAJOK TBEPJOE BELIECTBO M IPOMBIBAIN €r0 BOAOM, IMOJTydas
yKa3aHHOE B 3arjiaBuu coequHenue (2,08 r).

'H SIMP (300 MI', IMCO-d) & 6,58 (1H, x, J=2,3 T'm), 6,60-6,66 (1H, m), 7,29 (1H, 1, J=8,7 T'm), 9,68
(1H, ¢), 13,58 (ym1.c).

C) tpeT-bytun-[(1S)-2-{[ 1-(5-ruapokcu-1,3-6eH30KCca30I-2 -1 ) TUTIEPUIHH-4-1JT |OKCH } - 1 -
METHIIDTHII |[KapOamar.

K cycniensum 2-cynbhanui-1,3-6er3okcazon-5-ona (190 mr) B tronmmxmopuae (0,830 mi) moGamisuin
JAM®A (2 xamiu) ¥ rmepeMenmBaii cMech npu HarpeBaHuu 10 60°C B TeueHne 5 muH. CMecH JTaBalii OCTHITh
JI0 KOMHATHOW TeMIIepaTyphl U 3aTeM KOHIICHTPHUPOBAIH MPH MOHMKEHHOM AaBlieHHH. OCTAaTOK PacTBOPSUIH B
STHIIALETaTe, MPOMBIBAIN PACTBOP HACHIIIEHHBIM BOJHBIM PacTBOPOM THIIpOKapOOHATa HATPHS U HACHIIICHHBIM
pacTBOPOM COJIM M BBICYIIMBAIKM HaJx 0e3BOMHBIM Cyib(aToM MarHus. PacTBOp KOHIEHTPHPOBAIM M HONy4YEH-
HBII ocTtaTok pactBopsuty B IM®DA (5 mi). K monmydyennomy npoaykty nobasisuu Tper-0ytin [(1S)-1-merun-2-
(munepuauH-4-unokcu)atmi|kapoamar (590 mr) u N,N-munzonponmmtimiamuH (0,209 M) 1 cMech epeMeru-
BN NIPH KOMHATHOHM TemrepaTtype B Teuenue 1,5 4. K peakunmoHHO# cMecn MOOaBIsUTM 3THIIAIETAT, CMECh
TIPOMBIBANI HACHIIIEHHBIM PACTBOPOM COJIM M BBICYIIMBANN HaJ O0€3BOJHBIM Cylb(haToM MarHus. PactBopurens
BBINTAPHUBAJIH MPH TTOHIKCHHOM JaBJICHUU M TOJYYEHHBIH OCTAaTOK OYMINAIM Xpomarorpadueil Ha cunmkarene
(Texcan/aTHNANeTar), Moy4as ykasaHHOe B 3aryiaBuu coenunenue (345 mr).

'H SIMP (300 MI'u, CDCLy) & 1,18 (3H, 1, J=6,8 I'n), 1,45 (9H, c), 1,66-1,77 (2H, m), 1,88-1,96 (2H, M),
3,44 (2H, 0, J=4,5 T'm), 3,47-3,61 (3H, m), 3,63-3,91 (2H, M), 4,66 (1H, ym.c), 5,37 (1H, ym.c), 6,49 (1H, nx,
J=8.,5, 2,5 '), 6,83 (1H, 1, J=2,7 '), 7,06 (1H, &, J=8,3 I'm).

D) tper-bytun-[(1S)-2-({1-[5-(tuknonponunmeTokch)- 1,3-0eH30KCca301-2 -1l |TUIepruInH-4 -1 } OKCH )- 1 -
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METHIITHII |KapOamar.

K  pactBopy  tper-OyTtmi-[(1S)-2-{[1-(5-rumpokcu-1,3-0eH30KCca301-2-1T)TUTICPUIAH-4 -1 |OKCH } - 1 -
MeTmdTHI[KapOoamara (345 mr) B JIM®PA (5 mn) noGaBmsumm kapOoHat kamus (366 mr) u (Opomme-
tun)uukstonponad (0,171 mim) U cMech epeMemuBaiy npu HarpeBanuu A0 60°C B Teuenue 1,5 4 B atMmocdepe
a3oTa. PeakIoHHO# cMecH IaBalH OCTHITH A0 KOMHATHOW TEMIIEpaTyphl, pa30aBisuId dTHIIAIETATOM, IIPOMBI-
BaJIM HACBHIIIICHHBIM PAaCTBOPOM COJIHM M BBICYIIMBAIHM HaJl 0€3BOIHBIM CyNIb(haToOM MarHus. PacTBopurens BbIma-
PHBAIK TIPH MTOHIKCHHOM JABJICHHH W TIOJIYYEHHBIH OCTaTOK OYHINAIN XpoMmaTorpaduell Ha cuimkaresue (TeK-
CaH/PTUIIAIETAT), TIoJydasl yKa3aHHOE B 3arjaBuu coeauHenue (375 mr).

'H SIMP (300 MTI'ti, CDCl5) & 0,32-0,37 (2H, m), 0,60-0,66 (2H, m), 1,18 (3H, 1, J=6,8 T'm), 1,27-1,31 (1H,
m), 1,45 (9H, ¢), 1,70-1,77 (2H, m), 1,89-1,98 (2H, m), 3,44 (2H, x, J=4,5 I'm), 3,47-3,61 (3H, m), 3,79 (2H, &,
J=6,8 '), 3,85-3,93 (3H, m), 4,86 (1H, ym.c), 6,58 (1H, nx, J=8,7, 2,7 I'n), 6,91 (1H, x, J=2,3 I'n), 7,10 (1H, x,
J=8,7 T'm).

E) N-[(1S)-2-({1-[5-(muxnonponuiaMeTokcH)- 1,3-0eH30KCca30I1-2 -1l | TMIePUANH-4 -1 } OKCH)- 1 -
METHIIITHI |al[eTAMU/I.

K tper-oyrmn-[(1S)-2-({1-[ 5-(1ukmonponuiMeTokcn)- 1,3-0eH30Kca301-2 -1t | TUIepuInH-4-11 } OKcH)- 1 -
MeTIDTHI [KapOamary (375 mr) mo6asisimn 4 M XITOpUCTBIA BOAOPOI/dTHIANIETAT (5 MIT), IEpEMENTUBAIA CMECh
TIpY KOMHATHOH TemrepaTtype B TedeHue 15 MUH 1 KoHIleHTpupoBasr. K octaTky m00aBiIsuin mupuauH (5 mit) u
YKCYCHBIN aHTHAPHU (5 MJT) U IepeMeIInBaIl CMeCh P KOMHATHOW TeMIieparype B TedeHue 10 muH. Peakmu-
OHHYIO CMECh KOHIICHTPHUPOBAJIH, OCTATOK OUYHUIIanu XpomaTorpadueii Ha cunukarene (NH, rekcan/atunarnerar)
1 TIOJYICHHOE TBEPJOE BEIIECTBO IIPOMBIBAIM CMECHIO AMATHIIOBBIN d(HUp-TeKcaH, MoTydas yKa3aHHOE B 3aria-
BuHu coenuHeHue (183 mr).

'H SIMP (300 MTI'ti, CDCl5) & 0,32-0,37 (2H, m), 0,60-0,66 (2H, m), 1,20 (3H, 1, J=6,8 T'm), 1,22-1,34 (1H,
M), 1,64-1,77 (2H, m), 1,90-1,98 (5H, m), 3,42-3,61 (5H, m), 3,79 (2H, 1, J=6,8 I'n), 3,88-3,96 (2H, m), 4,11-4,23
(1H, m), 5,63 (1H, &, J=7,9 I'm), 6,59 (1H, nx, J=8,7, 2,6 T'n), 6,91 (1H, 1, J=2,6 I'm), 7,10 (1H, x, J=8,7 I'n).

T.m1. 104-106°C.

Janusie ananuza. Beraucaeno mis C, HyoN3O4: C, 65,09; H, 7,54; N, 10,84. Hatineno: C, 65,06; H, 7,49;
N, 10,94.

F) N-[(1S)-2-({1-[5-(uuxonponuaMeToKcH)- 1,3-0eH30KCca301-2 -1 | munepuAnH-4-1i } okcH)- 1 -
METHIIDTHIT |alleTAMHI.

K  tper-Oytmn-[(1S)-2-({1-[5-(tuknonponunmeTokch)- 1,3-0e H30KCca301-2 -1l |IUTIepuInH-4 -1 } OKCH )- 1 -
MetmTHI[kapOoamary (30,1 1) moGasmsin 4 M xmopucTslid Bogopoa/stnanerat (200 M) U repeMenBaii
cMech TpH KOMHAaTHO# Temmeparype B Teuerne 30 muH. [locie nepememmBanmus cMech KOHIEHTpupoBanu. K
octatky mo6asysui upuauH (100 M) u ykcycHbii aaruapu (100 M) 1 mepeMenIuBaid CMeCh PH KOMHAT-
HOU Temmeparype B TeueHue 15 MuH. PeakiimoHHy0 cMech KOHLEHTPUPOBAIM, OCTATOK OYHMIIAIN XpOMaTorpa-
¢ueit Ha cumukarene (NH, rekcan/3TuianeTar) ¥ MoOJy4eHHBIC KPUCTAIUIBI MIEPEKPUCTATITU30BBIBAIA U3 CMECH
TeKCaH/3THIIAICTAT, OJTydas yKa3aHHOE B 3ariaBuu coenuHeHue (17,4 r) B Bujie OEnbIX KPUCTAIIIOB.

'"H SIMP (300 MTI'ti, CDCl5) & 0,26-0,40 (2H, m), 0,55-0,73 (2H, m), 1,20 (3H, 1, J=6,8 T'm), 1,22-1,35 (1H,
m), 1,60-1,77 (2H, m) 1,77-1,95 (2H, m), 1,95-2,00 (3H, m), 3,34-3,65 (5H, m), 3,79 (2H, 1, J=6,8 T'm), 3,84-3,99
(2H, m), 4,08-4,27 (1H, m), 5,70 (1H, yu.c), 6,59 (1H, nx, J=8,5, 2,1 T'm), 6,91 (1H, n, J=2,6 '), 7,10 (1H, x,
J=8,7 T'm).

T.m1. 99-100°C.

Jlannbie ananuza. Berancieno s C, HooN3O4: C, 65,09; H, 7,54; N, 10,84. Hatineno: C, 64,98; H, 7,84;
N, 10,74.

OnTHyeckas YUCTOTa IHAHTHOMEPHBIA U30BITOK >99,9%.

IIpumep 3.

N-[(1S)-2-({1-[5-(rukmonponmuaMeTOKCH)- | ,3-0€H30THA30JI-2-1J1 | TATICPUAUH-4-11 } OKCH)- 1 -

METHIIDTHIT |alleTAMHI.

A) 2-Xnop-5-meTokcu-1,3-6eH30THa307.

CwMmech 5-merokcu-1,3-6en3otuazon-2-tuona (500 mr), tnonmnxiopuna (2 mi) u JIM®PA (1 kamns) nepe-
memmBany npu 50°C B teuenue 3 nHeit. K peakimoHHO#M cMecH 100aBIIsIN HACKIIIEHHBII BOIHBIN pacTBOpP T'HI-
pokapOoOHaTa HATPUS U TONYYCHHYIO CMECh IKCTPArupoOBAIM ITHIIAIETATOM. DKCTPAKT MPOMBIBAIN HACHIIICH-
HBIM PacTBOPOM COJIM M BBICYIIIMBAIH HAJ[ OC3BOTHBIM CYIb(paToM HATpus. PacTBOpUTENH BHIMAPUBAIH IPHU TO-
HIDKCHHOM JIaBJICHUU U OCTATOK OYMIIAIN KOJIOHOYHOHM Xpomarorpadueil Ha cuimkarene (3THiameTaT/TekcaH),
moJTydast yKa3aHHOE B 3arjaBuu coegauHenue (211 mr).

'H SIMP (300 MI'n, IMCO-ds) & 3,84 (3H, ¢), 7,15 (1H, a1, J=9,0, 2,5 I'n), 7,53 (1H, 1, J=2,5 Tu), 7,97
(1H, n, J=9,0 I'm).

B) tpeT-bytmi-[(15)-2-{[1-(5-meTokcu-1,3-6eH30THAa301-2 -1 ) TUTIEPUTUH-4-1IT |OKCH } -1 -
METHIIDTUII|[KapOamar.

Cmech  2-xyop-5-mMetokcu-1,3-6en3otnazona (143 wmr), tper-Oytmn [(1S)-1-meTmn-2-(munepuanH-4-
miokcu)dTi [kapbamara (186 mr), N,N-nmuuzonponmwntuiamuaa (93 mr) u JIM®A (3 min) nepememuBany npu
150°C B Teuenue 1,5 4 npu AeHCTBUM MUKPOBOJIHOBOTO n3iIydeHHs. K peaknnoHHOI cMecH 100aBisuid BOLY H
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MOJYYCHHYIO CMECh JKCTPArupOBAIN STHIAICTATOM. DKCTPAKT MPOMBIBAIN HACBIIICHHBIM PAaCTBOPOM COJIA U
BBICYIIMBAIN HaJ O€3BOJHBIM CyIb(haToOM HATpus. PacTBOpUTENs BBHIMAPUBAIH MPH MMOHWKCHHOM JaBICHUU U
OCTAaTOK OYHINAIH KOJOHOYHOW XpoMarorpadueil Ha criMKareye (dTHIAIeTaT/TeKcaH), Toiydas yKa3aHHOe B
3arnaBuu coequaenue (194 mr).

'H SIMP (300 MI', IMCO-dg) & 1,02 (3H, x, J=6,8 T'm), 1,37 (9H, ¢), 1,44-1,70 (2H, m), 1,81-1,97 (2H,
M), 3,18-3,30 (1H, m), 3,33-3,84 (10H, m), 6,67 (2H, nxn, J=8,7, 2,5 T'w), 7,03 (1H, x, J=2,5 T'm), 7,59 (1H, &,

J=8,7 T'm).

C) N-[(1S)-2-({ 1-[5-(muxnonpomuaMeTOKCH)- 1 ,3-0€H30THA30JI-2 -WJT [TUTIEPU TN H-4-1IT } OKCH)- 1 -
METHIIDTHIT |alleTAMHI.

Cmech TpeT-0yTHn-[(1S)-2-{[1-(5-meTokcu-1,3-6eH30THA30II-2-1 ) THTTEPUAHH-4-1J |OKCH } - 1 -

MeTwdTWI|Kap6amara (194 mr) u 6pomucroro Bogopoaa (25% pacTBop B YKCYCHOM KHCIIOTE, 5 MJT) epeMelIn-
Banu npu 120°C B TeueHue 5 4. PeakIMOHHYIO CMeCh KOHLIEHTPUPOBAIHU MpPU MOHIKEHHOM JaBJICHHH, K MOITY-
YCHHOMY OCTaTKY JOOaBIILIM YKCYCHBIN aHruapua (3 mi) u mupuanH (3 M), 1 00pa30BaBIIYIOCS CMECh Tepe-
MEIIMBAIA B TCUYCHUE HOYM IPU KOMHATHOW Temreparype. PeakimOHHY0 cMeCh KOHIICHTPUPOBAIU TIPU TTOHH-
JKCHHOM JIaBJICHHH, K MTOJTydeHHOMY ocTaTKy n00aBisum TI'® (5 mur), metano:xn (5 mur) u 1 M ruapokcu HaTpust
(5 M) 1 mepeMenMBaIH MOJTyYEHHYIO CMECh IIPH KOMHATHOW TeMIieparype B TeueHue 3 4. PeaknmoHHyIo cMech
HeHTpan30BeIBaIM | M XJIOpHUCTO-BOAOPOTHON KUCIOTONW M SKCTPArMPOBAIIN dTHIIAIIETATOM. DKCTPAKT MPOMBI-
BaJIM HACBIIICHHBIM PAaCTBOPOM COJIM M BBICYIIMBAIM HaJ O€3BOTHBIM CyIb(paToM HaTpus. PacTBopuTens BEITa-
pHUBAIH TP TOHIKEHHOM JaBiieHnd. K monmydeHHOMYy oCcTaTKy A00aBisuiy (OpoMMeTwn)iukionpomnan (93 mr),
kapOoHat kanus (95 mr) u JJIM®PA (2 mi) u nepememmBany 3Ty cmech mpu 60°C B Teuenue 3 gHeit. K peaknm-
OHHOM cMecH OOaBISUIH BOLY M 00pa30BaBIIYIOCS CMECh 3KCTPArHPOBATHN ATHIAETATOM. JKCTPAKT MIPOMBIBA-
JIM HACBHIIICHHBIM PACTBOPOM COJIA M BHICYIIMBAJIH HaX Cyib(arom HaTpus. PacTBOpHTENb BIMapUBaId MpH
MOHM)KCHHOM JaBIICHMM W OCTaTOK OYHINAIH KOJOHOYHOM Xxpomarorpadueil Ha cuimkarene (dTHIAIe-
TaT/TeKCaH/METaHOI) U MEePEKPUCTAIUIN30BbIBaIH U3 cMecu TTd/3Tunanerar/rekcan, momydas yka3aHHOE B 3a-
TJIaBUU coenuHeHHe (82 Mr).

'"H SIMP (300 MTI'i, JIMCO-d) & 0,22-0,41 (2H, m), 0,47-0,64 (2H, M), 1,04 (3H, 1, J=6,8 T'w), 1,10-1,31
(1H, m), 1,43-1,66 (2H, m), 1,79 (3H, ¢), 1,83-2,03 (2H, ™), 3,16-4,04 (10H, m), 6,67 (1H, nxn, J=8,7, 2,5 T'n),
6,99 (1H, n, J=2,5T'n), 7,57 (1H, x, J=8,7 I'y), 7,70 (1H, &, J=7,9 T'm).

T 115-116°C.

[Ipumep 4.

N-[2-({1-[6-(1mKIOTIPOTTHIIMETOKCH)- | ,3-0€H30KCa30J1-2-WIT |TUTIEpUIUH-4 -1 } OKCH)- 1 -

METHIIDTHII [U30KCa3071-3-aMUH.

A) tpetr-bytun-4-[2-(MopdonuH-4-11)-2-0KCOITOKCH |TUIepUANH- | -KapOOKCHIIAT.

K cycniensun Tper-OyTHi-4-ruapokcununepuant- 1 -kapookcunara (5,00 r) u tper-OyTokcuna kamus (5,57
r) B TT'® (124 M) nobasmsim 4-(xiopanerin)Mopdonnd (4,84 mir) u nepeMennBan o0pa3oBaBIIyIOCS CMECh
IpY KOMHATHOW TeMIeparype B TedueHHe HOuH. K peakIMOHHOI cMecH H00aBIsUM JUCTHUILIMPOBAHHYIO BOIY,
IKCTParupOBaIM CMECh ATHJIAIIETATOM, MPOMBIBAIHA 3KCTPAKT HACHIIICHHBIM PACTBOPOM COJIA M BBICYIINBAIH
HaJl 0e3BOJIHBIM CyIh(haTOM HATpHUs. PacTBOpUTENh KOHIICHTPUPOBAIH MIPH MTOHIDKCHHOM JABIICHUU U MOyYCH-
HOE TBEPJIOE BEILECTBO MPOMBIBAJIM CMECHIO I'eKCAaH-ITUIIAIETAT, MOTydasl YKa3aHHOE B 3arylaBUM COCAWHECHUE
(4,74 1).

MC (ESI+): [M+H]" 329,2.

B) 2-{4-[2-(MopdomuH-4-11)-2-0KCOITOKCH |TATIepuanH- 1 -1 } - 1,3-0eH30Kkca3051-6-011.

K tper-0yTmin-4-[2-(mopdonmuH-4-11)-2-0KCOITOKCH |Tunepuaut- 1 -kapookcunary (4,30 r) nobasmsum 4 M
XJIOPHUCTHIN Bogopoa/stuianeTar (20 Mir), cMech MepeMeIMBaId MPU KOMHATHOW TeMIiepaType B TedeHue 15
MUH U KoHIIeHTpupoBanu. Ocrarok pactBopsuta B JJIM®DA (30 M), moGaBisum kK Hemy 2-xi0p-1,3-0eH30Kkca3oi1-
6-o1 (1,48 r) u N,N-guuzonponumtuiamut (4,00 M), nocie dyero cmech nepememmnBaiu npu 80°C B TeueHue
HOYM. PeakIiMOHHO# cMecH NaBaiu OCTHITh 1O KOMHATHOW TEMIIEpaTyphl U pa30aBIisiIn dTHIAleTaTOM. Pa3bas-
JICHHBIA PacTBOP MPOMBIBAIH HACHIICHHBIM BOJHBIM PACTBOPOM KapOOHATa KaJIWs M HACHIIICHHBEIM PaCTBOPOM
COJIH, MOCJIC YETrO BHICYIIUBAIN HaJ OC3BOIHBIM CYIb(haToOM HaTpus. PacTBOpHUTEIb BRITAPUBAIIN MIPU MTOHUKCH-
HOM JTaBJICHUH M OCTaTOK OYHUIIANK XpoMmaTorpaduei Ha cuimkarene (NH, rekcan/sTunamneraT/MeTaHom ), MOTy-
yas yKa3aHHOE B 3aryiaBuu coenaunenue (2,81 r).

MC (ESI+): [M+H]" 362.3.

C) 6-(L{ukmomponIMeTOKCH )-2- {4-[2-(MophonH-4-11)-2-0KCOITOKCH |munepuanH- 1 -m § - 1,3-
OGeH30KCa3017I.

K pactBopy 2-{4-[2-(MopdonmH-4-11T)-2-0KCOITOKCH |TUTIepuIuH- 1 -1t} -1,3-6er3okca3on-6-oma (2,81 1) B
JAM®A (26 mu) nobasisum kapboHat kamus (3,22 1) u (6pommeTwn)ukionponas (1,51 mi), mocie gero cMech
nepememuBain B TedeHne Houu mpu 80°C. OOpaszoBaBIIeiicss cMeCH aBaIM OCTHITh 10 KOMHATHOW TeMIIepaTy-
PHL U pa30aBIsLIN ATHIIAIICTATOM. Pa30aBICHHBIN PacTBOP MPOMBIBAN TUCTHIUIMPOBAHHON BOJOW M HACHIIICH-
HBIM PacTBOPOM COJIM, BBICYIIUBAIIM HAJl OC3BOIAHBIM CyIh(aTOM HATpHs. PacTBOpUTENs BBIIAPUBATH MPH TO-
HIDKEHHOM JIaBIICHHH M OCTaTOK OYHINANK Xpomarorpadueii Ha cumukarene (NH, rekcan/aTuinanerar), moiaydas
YKa3aHHOE B 3arjiaBuu coequnenue (2,10 r).
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MC (ESI+): [M+H]" 416,5.

D) 1-({1-[6-(I{uxnonponuiaMeTokcH)- 1,3-0eH30Kca301-2 -1 | uIepuanH-4-1I1 } OKCH)IpONaH-2-0H.

K pactBOopy O6-(IHKJIOTPOMMIMETOKCH )-2-{4-[2-(MOp]oarH-4-11)-2-0KCOATOKCH |TUTIepuanH- 1 -m }-1,3-
oensokcazona (2,10 ) 8 TT'® (17 mu) nobasisumm metunMmarauniixiopun (3,0 M pacteop B TT'®, 5,06 mun) u me-
peMenInBaIi CMech IIpH KOMHATHOM TeMIiepaType B TedeHue 3 4. K peakiinmoHHON cMecH 100aBIIsUTH HACHIIICH-
HBII BOJHBIN PacTBOP XJIOPUAA aMMOHHMS U SKCTPArUpPOBAIU CMeCh dTuianeTaToM. [lomydeHHbIi S3KCTpaKT Mpo-
MBIBaJI HACHIIIEHHBIM PAacTBOPOM COJIM WM BBICYIIMBAJIH Haja OE3BOTHBIM Cylb(paToM HaTpusa. PactBoputens
BBIMTAPUBATN MPU TIOHIDKEHHOM [aBICHHM W OCTAaTOK OYMINAIM XpoMaTorpadmei Ha cuimkarene (Tek-
CaH/3TUIIAICTAT), TOJyYasi yKa3aHHOE B 3ariaBuu coenuHenue (1,31 r).

MC (ESI+): [M+H]" 345,1.

E) N-[2-({1-[6-(umKknOnpONIIMETOKCH)- 1,3 -0 H30KCa301-2- 1T |TUIIePU IUH-4 11 } OKCH)- 1 -
METHIIATUII |U30KCa30J1-3-aMUH.

K pactBopy 1-({1-[6-(IHMKIOTIPOTUIMETOKCH)-1,3-0¢H30KCA30I1-2- 1T |TUITePHTUH-4-11 } OKCH ) TIPOTIaH-2-
oHa (400 mr) u u3okcazon-3-amuna (0,129 M) B Meranone (6 M) u ykcycHoit kuciote (0,300 mur) go6apmsm
nekabopad (213 Mr) u mepeMenBaii cMech PH KOMHATHON TemrepaTtype B Teuenue 3 4. K peakiinonHo# cme-
cu nobaBmstmi | M XJIIOpHCTO-BOJOPOTHYIO KHCIIOTY, CMECHh NEpEeMEIINBaId NpH KOMHATHOH TeMmIiepaTrype B
TedeHue 30 MUH M KCTParupoBaJIi STUIALETATOM. DKCTPAKT MPOMBIBAIIN HACHIIIEHHBIM PACTBOPOM COJIH U BBI-
CyIIMBaJN HaJ OE3BOJHBIM CyNIb(haTOM HAaTpHsA. PacTBOpUTENs BHITAPHBAIN MIPH MOHMKCHHOM JaBICHUH M OC-
TaTOK OYMIIAIN XpoMaTorpaduei Ha cunkarene (rexcan/>Tuanetar). [1oydeHHbI 0CTaTOK MOABEpraliv Mpe-
napatuHOil BOXKX (C18, moasmknas daza: Bona/anerorntpuia (¢ conepxanneMm 0,1% TFA)). K monyaenHoi
(pakumy 100ABISUIA HACHIICHHBIN BOTHBIN PACTBOP TMAPOKApOOHATA HATPHS M SKCTPATHPOBAIH CMECh ITHII-
aIeTaToM, MOCIIC Yero BBHICYITMBAIU YKCTPAKT HaJ O€3BOJHBEIM Cyab(aToM HATpus. OCTaTOK KOHIICHTPUPOBAIU
MPY TOHM)KEHHOM JIaBJICHUH, MONTy4as YKa3aHHOE B 3ariaBuu coeauHeHue (126 mr).

'H SIMP (300 MI', CDCl3) & 0,31-0,40 (2H, m), 0,60-0,69 (2H, m), 1,21-1,35 (4H, m), 1,50-1,82 (2H, M),
1,88-2,01 (2H, m), 3,41-3,68 (5H, m), 3,72-3,95 (5H, m), 4,09-4,18 (1H, m), 5,84 (1H, 1, J=1,9 I'n), 6,76 (1H, nx,
J=8,7,2,3 I'n), 6,88 (1H, 1, J=2,7 '), 7,21 (1H, &, J=8,7 I'm), 8,04 (1H, 1, J=1,5 I'm).

IIpumep 5.

N-(3-{1-[6-(uuKIIOTIPONTIIIMETOKCH)- 1 ,3-0€H30KCa30JI-2 -HJ1 [ TATIEPUINH-4-1I1 } - | -METHIIITPOTIHIT ) alie TaM U,

A) (2E)-N-meToxcu-N-meTHiI-3-(TupuIuH-4-11)IpoT-2 -eHaM U,

Oxkcammnxiopua (8,5 M) 1o KarisaMm 100aBisiy k cycneHsuu (2E)-3-(mupuanH-4-mn)nporn-2-eHOBOH K-
ciotel (10 1) u JIM®DA (2 karmm) B TT'® (150 mur) mpu KOMHATHON TeMIIepaType U IepeMeEITNBAIN TTOJTyIEHHYIO
cMech IIpM KOMHATHOW TeMmepaType B TedeHHe 3 4. PacTBopuTens BHITApHUBAIN NIPH HOHIKEHHOM JABICHUHU U
octarok pazbasnsmm TT'® (50 mur). O6pa3oBaBIIANCS pacTBOP MPH OXJIAKIACHUH JIHIOM TO00aBISIIH K PacTBOPY
rugpoxiyiopuaa N,O-qumermiruapokcmiamusa (6,54 r) n tpustunamuHa (18,7 mi) B JIM®A (150 mur). Peakmm-
OHHYIO CMECh MEPEMEIIUBAIN MPH KOMHATHON TEMIEpaType B TCUCHUE 15 U M BRIMApUBaIM PACTBOPHUTENb PU
MOHMKCHHOM JaBlicHnd. K ocTaTKy H00aBIsSUIM 3THIALETAT U HACBIIICHHBIA BOJIHBIN PacTBOp THApPOKapOOHaTa
HATPHS, TIOCNIC YETr0 OTICILIN OpTaHUYecKuil cinoil. OpraHuYecKuil 0N MPOMBIBATH HACKHIIICHHBIM BOHBIM
PacTBOpPOM THAPOKApOOHATA HATPHS M HACHIIICHHBIM PACTBOPOM COJIH, BBICYIIUBAIN HaJl OC3BOJHBIM CYib(ha-
TOM MarHusi ¥ TIpoIycKaimy depe3 ciort cunukaress (NH). @unbTpaT KOHIIEHTPUPOBAIN IIPH MTOHMKEHHOM J1aB-
JICHUH, TTOJTy4das YKa3aHHOE B 3arjiaBuu coequHenue (9,1 ).

'H SIMP (300 MI'u, IMCO-dq) & 3,23 (3H, c), 3,76 (3H, c¢), 7,33 (1H, x, J=15,9 I'n), 7,54 (1H, x, J=15,9
I'm), 7,64-7,74 (2H, m), 8,55-8,70 (2H, m).

B) tper-byTmin-4-{3-[MeTokcru(METHIT)aMIHO |-3-0KCOMPOIIHI } TATIEPUINH- | -kapOoKcHIaT.

PactBop (2E)-N-merokcu-N-metnn-3-(mupunud-4-un)npon-2-enamuna (2,00 r), 5% poaus-na-yrie (co-
nepxamiero 50% Bogsl, 0,4 T) n ykcycHo# kucioTsl (1,25 1) B Metarone (40 Mir) mepeMemnBaiy B TedeHue 4 4
NIPY OXJIAXICHHUH JIbAOM B aTMocdepe Bonopoaa (5 atm). Temnepatypy peaknMOHHOI cMecH JOBOAMIH A0 KOM-
HATHOH, (QUIBTPOBaJIM M KOHICHTPUPOBAIH (PUIBTPAT MPHU TOHIKECHHOM AaBicHHH. OCTAaTOK PacTBOPSUTU B
cmecu TT'® (25 mu) u Boxst (10 M), noGaBism Au-TpeT-OyTHa nukapooHat (4,36 T) 1 2 M BOAHBIN pacTBOp
rHApoKcHaa HaTpus (25 MiT) M epeMelInBalld CMeCh IIPH KOMHATHOI Temneparype B TedueHue 15 4. Peakunon-
HYIO CMECh Pa30aBIIsIM STHIALETaTOM M BOJOH M AKCTpAarupoBaIM dTHianeTaroM. OpraHudeckuii ciaoit mpombl-
BaJIM HACBIIICHHBIM PACTBOPOM COIM, BBICYIIMBAIU HaJ OC3BOAHBIM CYJIb()AaTOM MarHWs ¥ KOHIICHTPUPOBAIU
IpH TIOHKCHHOM JaBieHHH. OCTaTOK OYHMINAIK KOJOHOYHOH Xpomartorpadueii Ha cunmkarene (Tek-
CaH/PTHIIAIETAT), TIONy4asl yKa3aHHOE B 3arjaBuu coeaunenue (2,59 r).

'H SIMP (300 MI'u, IMCO-dg) & 0,82-1,05 (2H, m), 1,31-1,49 (12H, M), 1,55-1,73 (2H, m), 2,38 (2H, T,
J=7,5Tn), 2,55-2,76 (2H, m), 3,07 (3H, ¢), 3,65 (3H, c), 3,84-3,97 (2H, m).

C) tpet-byTmin-4-(3-oxcoOyTmn)nmunepuaut- 1 -kapOoKkcuar.

Metummarauiitopomun (1 M pactBop B TT'®, 30 M) nipH OXJIOXKACHUH JIBJIOM TI0 KaruisiM J00aBISUTA K
pacTBopy TpeT-OyTHiI 4-{3-[METOKCH(METHI)aMHHO |-3-0KCOTIPOITII } TUTIIepuanH- 1 -kapOokcunara (4,5 ) B TT'®
(50 M) 1 3aTeM peakIMOHHYIO CMeCh NepeMENINBAIN P KOMHATHOW TemIiepaType B TedueHue 3 4. Peaknmon-
HYI0 CMECh BBUIHBAJIM B HACHIIICHHBIN BOJHBIA PACTBOP XJIOPUAA aMMOHUS U 3KCTPArHPOBAIM CMECh dTHIIAIIC-
TaTOM. DKCTPAKT MPOMBIBAJIHM BOJOH W HACKHIICHHBEIM PACTBOPOM COJIH, BHICYIIMBAIH HaJ OC3BOIHBIM CYyIb(a-
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TOM HaTpHsl U KOHIEHTPHPOBAIN TPH TOHMXEHHOM NaBJICHUH, TOJy4as yKa3aHHOE B 3arjlaBUH COCIMHECHHE
(3,70 1).

'H SIMP (300 MI'u, IMCO-dg) & 0,80-1,03 (2H, m), 1,24-1,47 (12H, m), 1,59 (2H, x, J=12,9 I'n), 2,07
(3H, ¢), 2,44 2H, 1, J=7,4 '), 2,53-2,76 (2H, m), 3,90 (2H, 1, J=12,5 T'm).

D) tper-bytun-4-(3-ruapokcuOy T ) mumnepuanH- | -kapOOKCHIIaT.

K pactBopy TpeT-0yTnn-4-(3-okcoO0yTumn)munepuant- 1 -kapookcunata (3,7 T) B aTanoze (40 M) Ipu KOM-
HaTHOW TemrepaType no0aBisti oopruapu Hatpus (550 Mr) U mepeMenmBalld CMeCh ITPH KOMHATHOW TeMITe-
parype B Tedenue 30 muH. PacTBOpHTENS BRIIApUBAIN MPH MOHMKCHHOM JAaBJICHUH M OCTaTOK PacTBOPSUIN B
sTIanerate U Boxe. OpraHMYecKui CIOW OTAEISITH, TIPOMBIBAI BOJIOM M HACKHIIIEHHBIM PAaCTBOPOM COJIH, BEI-
CyIIMBAIN HaJ 0€3BOAHBIM CYIb(})aTOM MarHUs M KOHIICHTPHPOBAJIH IIPH IMTOHIKEHHOM JIaBJICHUH, ITOITydas yKa-
3aHHOE B 3aryiaBuu coeaudenue (3,71 r).

'H SIMP (300 MT'i, IMCO-dq) & 0,74-0,98 (2H, m), 1,02 (3H, 1, J=6,0 I'ny), 1,07-1,35 (5H, M), 1,38 (9H,
c), 1,61 2H, n, J=11,3 T'm), 2,54-2,76 (2H, m), 3,45-3,60 (1H, m), 3,90 (2H, 1, J=12,8 '), 4,32 (1H, n, J=4,5
T').

E) tper-Bytnn-4-(3-a3unobyrwn)nunepuani- 1 -kapOokcuar.

Merancynbdonmaxiopun (3,21 r) npu OXNaXkICHWH JbIOM A00aBISUIM K pacTBOpY Tper-OyTii-4-(3-
THAPOKCHOYTHIT)IHIIepuAnH- 1 -kapOokcunara (3,6 r) u TpusTmiiamuna (2,83 1) B atmnanetare (50 mi), u 3atemMm
MepeMeIInBaId CMECh TIPU KOMHATHOHM Temreparype B TedeHne 15 muH. OOpa3zoBaBIIHIiCS 0CaIOK OTAEISUIN
¢unpTpoBanreM. OUIHTPAT MPOMBIBAIH BOIOI M HACHIIIEHHBIM PACTBOPOM COJIH, BEICYIIMBAIN Hall OE3BOTHBIM
cynmb(}haToM MarHusi 1 KOHIIEHTPUPOBAIH TPU MOHMKEHHOM naBieHuu. Octatok pactopsuid B IM®DA (50 mo),
nobaBmsH K pactBopy a3una Hatpus (1,82 r) u mepememmBamy cMech npu HarpeBanuu 10 80°C B Tedenue 3 .
PeakunoHHOW cMecH JaBajy OCTHITH 0 KOMHATHOW TEMIIEpaTyphl M BHIIAPHUBAIA PACTBOPHUTEIH IIPH ITOHIKEH-
HOM JaBiieHnd. OCTaTOK pa30aBIsUIA JUATHIIOBEIM 3(OUPOM M BOAOW M OTIEISUTA OpTaHudecKuil ciaoi. Opranu-
YeCKUH CIIOW MPOMBIBAIM HACHIIEHHBIM PacTBOPOM COJIH, BBICYIIMBAIM Haj 0E€3BOAHBIM CyiIb(aToM MarHus u
KOHIIEHTPUPOBAJIHM NIPU MOHM)KEHHOM JaBJICHUH, 1T0JTydas yKazaHHOE B 3ariaBun coeanHenue (3,81 r).

'H SIMP (300 MT';, IMCO-dq) & 0,82-1,05 (2H, m), 1,19 (3H, 1, J=6,4 I'n), 1,21-1,36 (3H, m), 1,38 (9H,
c), 1,40-1,51 (2H, m), 1,61 (2H, n, J=13,6 '), 2,55-2,74 (2H, m), 3,45-3,60 (1H, m), 3,91 (2H, n, J=12,8 T'm).

F) tper-bytnn 4-(3-amMmuHOOY THI ) TUIIEpUANH- | -KapOOKCHIIAT.

Cycnienzuto TpeT-0yTiin-4-(3-a3unooyrmwn)nunepunus-1-kapookcunara (3,81 1) u 5% namiagus-Ha-yrie
(c copepxanuem Boasl 50%, 800 mr) B Metanosie (100 mi1) nepememnBany Mpu KOMHAaTHOHN TeMmeparype B Te-
genue 15 9 B atMocdepe Bomopoaa. Peakimonnyio cMech (pribTpoBamu U GUIBTPAT KOHIEHTPHPOBAIHA TPH
MTOHIKEHHOM JIaBJICHHH, MTOJTydas YKa3aHHOE B 3arjlaBuu coequHerue (3,59 r).

'H SIMP (300 MI't, IMCO-dg) & 0,81-1,01 (5H, m), 1,11-1,36 (7H, m), 1,38 (9H, ¢), 1,61 (2H, n, J=11,7
I'm), 2,55-2,77 (2H, m), 3,21-3,44 (1H, m), 3,90 (2H, 1, J=12,8 I'm).

G) Tper-byTtHn-4-[3-(amerninamMuHO )0y THI |TUNIepUIUH- | -kKapOoKcHiar.

PactBop TpeT-0yTHi-4-(3-aMuUHOOYTHI)TUTIEpUAnH- | -kapOokcmnaTa (3,58 T) m YKCyCHOTO aHTHIpHIA
(4,13 1) B aTmumanierate (100 Mi1) HarpeBajau 0 KUIIEHUS ¢ OOpaTHBIM XOJIOAMILHUKOM B TeueHue 3 4. Peaknu-
OHHOHM CMECH J1aBaJIi OCTHITH 10 KOMHATHOH TeMIeparypbl, IPOMBIBAIN BOJHBIM PacTBOPOM JIMMOHHOM KHCIIO-
TBI U HAaCHIIIEHHBIM PAaCTBOPOM COJIM U BBICYLIMBAIN HaJl OE3BOAHBIM Cyib(haToM MarHus. PactBopuTens Bblma-
PHUBAJIH NPU ITOHWKEHHOM JaBJICHUH M OCTaTOK OYMILAJIM KOJOHOYHOM Xpomatorpadueil Ha cuimkarene (rek-
CaH/3TUIIAICTAT), TOJyYasi YKa3aHHOE B 3aryiaBUU coenuHeHue (2,65 r).

'H SIMP (300 MI', JIMCO-d) & 0,78-1,04 (5H, M), 1,07-1,22 (2H, m), 1,25-1,46 (12H, M), 1,60 (2H, x,
J=12,1Tm), 1,76 (3H, c), 2,55-2,79 (2H, m), 3,54-3,78 (1H, m), 3,90 (2H, 1, J=12,4 Tn), 7,61 (1H, 1, J=7,9 I'm).

H) Tunpoxnopun N-[ 1-meTmn-3-(umepuainH-4-11)IpoIii | ale TAMU A,

K pactBopy Tper-OyTii-4-[3-(aneTriaMuHO )0y THII |TUTIepuanH- 1 -kapOokcmiaTa (2,65 T) B dTHaneraTe
(30 mur) mob6asnsamu 4 M xJopuCTHIi Bogopoa/stunaneraT (10 M) W mepeMenMBaId CMECh TPU KOMHATHON
TeMIeparype B TedeHne 3 4. BrimenuBmmiicss ocagok oTaemsiy GUIbTpOBaHUEM, TOIydas YKa3aHHOE B 3arja-
BuHU coenuHenue (2,06 r).

'H SIMP (300 MI't, IMCO-d) & 1,00 (3H, 1, J=6,4 T'w), 1,09-1,59 (7H, m), 1,63-1,85 (5H, M), 2,77 (2H,
kB, J=11,5I'm), 3,09-3,31 (2H, m), 3,55-3,81 (1H, m), 7,81 (1H, &, J=7,9 T'm), 8,97 (1H, ym.c), 9,15 (1H, ym.c).

1) N-{3-[1-(6-ruapoxcu-1,3-6eH30Kkca30-2 -1 munepuIuH-4-11 |- | -METHIITIPOTTHII } alle TAMHI.

PactBop rtmmpoxmopuga N-[1-mertwn-3-(munepuauH-4-wn)nponwi|anetamuaa (500 wr), 2-xmop-1,3-
6ensokca3on-6-oma (361 mr) u N, N-mumonponmwmtuinamusa (826 mr) B JJM®A (15 min) nepeMeriuBaid npu
100°C B Teuenue 10 4. PeakiimoHHON cMecCH JaBajlid OCTBITh U BBHIMAPUBAIU PACTBOPHUTENb NPH MOHIKEHHOM
nasneHnn. OcraTok pazbasisum cMmechio stunanerar/TT'® (10/1), mpoMbIBany MOXyYEHHBIH PacTBOpP HACHIMIECH-
HBIM PacTBOPOM COJIM U BHICYIIMBAIN HaJ OC3BOJHBIM CYNb()aTOM MarHusi. PacTBOpUTENs BEITAPHBAIH TIPU TO-
HIDKCHHOM JIaBJICHUH U OCTaTOK OYMINAIM KOJIOHOYHOM Xpomarorpadueil Ha cuiukareine (TeKcaH/3Thiamerar),
moJTydast yKa3aHHOE B 3arjlaBUu coeuHenue (543 mr).

'H SIMP (300 MI'u, IMCO-dg) & 1,00 (3H, 1, J=6,8 T'm), 1,07-1,27 (4H, M), 1,32-1,48 (3H, m), 1,62-1,82
(5H, m), 2,92-3,05 (2H, m), 3,57-3,81 (1H, m), 3,94-4,13 (2H, m), 6,57 (1H, nn, J=8,4, 2,0 I'y), 6,79 (1H, 1, J=2,0
I'n), 7,04 (1H, 0, J=8,4 I'n), 7,63 (1H, 1, J=8,3 T'), 9,19 (1H, ¢).
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1)) N-(3-{1-[6-(murnonponHIMETOKCH)- 1,3 -0eH30KCa30I1-2 - 1T |TATICPUANH-4-11T } -1 -
METHIIIPOTINI )alle TAMUI.

K pactBopy N-{3-[1-(6-ruapokcu-1,3-6eH30KCa301-2 -1 )TAIIePUANH-4-1J1 |- | -METHIITIPOTTHIT } alleTAMH/Ia
(0,49 r) B IM®DA (15 mn) mo6asnsmu kapoonat kamwst (0,41 ) u (6pommerwmn)iuknonpomnas (0,41 T) u nmepeme-
muBay cMmech Tipu 100°C B Teuenue 6 4. PeakimoHHO#N CMeCH JaBaJii OCTBHITH 10 KOMHATHTOM TEMIIEpaTyphl U
pa30aBIsUIN STUIIANIETATOM. DKCTPAKT MPOMBIBATIN HACHIIIEHHBIM PAaCTBOPOM COJIM M BBICYIIMBAIN HajJ OE3BOJ-
HBIM CyIb(aToM HaTpusa. PacTBOpHTENh BRIIAPUBAIN NIPH MOHWKCHHOM JTABICHUH, OCTATOK OYHMIAIA XPOMAaTO-
rpadueil Ha cuHKaresne (dTHIANETAT/METaHOI) W TIEPEKPUCTAINTU30BBIBAIA U3 CMECH 3TUJIAIeTaT/METaHOJI, TM0-
nydJas yKa3zaHHOE B 3aryiaBuu coeauHeHue (313 mr).

'H SIMP (300 MTI'i, IMCO-dg) & 0,25-0,36 (2H, m), 0,49-0,61 (2H, M), 1,00 (3H, 1, J=6,8 '), 1,04-1,29
(5H, m), 1,29-1,52 (3H, m), 1,64-1,82 (5H, m), 2,93-3,10 (2H, m), 3,61-3,75 (1H, m), 3,78 (2H, 1, J=6,8 I'y), 4,06
(2H, n, J=12,9 Tw), 6,72 (1H, nxn, J=8,6, 2,3 '), 7,05 (1H, o, J=2,3 I'n), 7,13 (1H, 1, J=8,6 T'm), 7,62 (1H, &,
J=8,3 T'm).

T.m. 131-132°C.

Jlannpie ananmmza. Beraucneno s CpH3 N3;O5: C, 68,54; H, 8,11; N, 10,90. Haiineno: C, 68,50; H, 8,19;
N, 10,74.

IIpumep Sa.

N-[(1S)-3-{1-[6-(uKIOTIPOTIIIIMETOKCH )- 1 ,3-O€H30KCa30JI-2-MJI [TATIepUIUH-4-11 } -1 -

METHIITIPOTINI |alleTAMHU.

Pamemar (1,20 1) N-(3-{1-[6-(uuxIonponmIMeTOKCH)-1,3-0eH30KCa30II-2-1JI | TATIepUANH-4-11 } -1 -
METHIITIPOTIHI )arieTaMuaa pasaessuiu ¢ momonisio BOXKX (komonka: CHIRALPAK AD (ToproBoe HamMeHOBa-
aue), 50 mm IDx500 mm L, Daicel Chemical Industries Ltd., mogsmxnas ¢aza rexcan/2-nponanon=500/500),
moJTydasi yKazaHHO€ B 3aryiaBuu coemuHeHue (532 Mr) ¢ Oosiee MPOJODKATENBHBIM BpEMEHEM YJepKUBaHUS.
IIponaykT mepeKkprUCTAIIH30BEIBAN 3 CMECH T'eKCaH/ITHIIALICTAT, IOJTydas yKa3aHHOE B 3arIaBUU COCIAMHCHUE
(496 mr) B Buzie O€JIBIX KPHCTAILIOB.

'H SIMP (300 MTI';, IMCO-dg) & 0,22-0,36 (2H, m), 0,47-0,63 (2H, M), 1,00 (3H, 1, J=6,4 T'm), 1,05-1,30
(5H, m), 1,30-1,53 (3H, m), 1,62-1,79 (5H, m), 2,93-3,15 (2H, m), 3,59-3,76 (1H, m), 3,78 (2H, 1, J=6,8 I'r), 4,06
(2H, n, J=12,8 Tw), 6,72 (1H, nn, J=8,4, 2,3 '), 7,05 (1H, n, J=2,3 I'n), 7,13 (1H, 1, J=8,4 T'), 7,62 (1H, &,
J=7,9 T'm).

Jlanueie ananusa. Beraucaeno mis C,,H3 N;O5: C, 68,54; H, 8,11; N, 10,90. Hatineno: C, 68,45; H, 8,41;
N, 10,83.

T.m. 138,2-138,4°C.

Bpems yaepxxuBanus 11,7 mus;

ONTHUYECKAask YUCTOTa SHAHTHOMEPHBII H30BITOK 99,8%.

[Ipumep 6.

N-[(1S)-2-({1-[5-(mmukno0yTHIMETOKCH)- | ,3-0€H30KCa301-2 -MIT |TUTIEpUINH-4 - 1T } OKCH)- 1 -

METHIIITHI |al[eTAMU/I.

A)  tper-byrmn-[(1S)-2-({1-[5-(ukm00yTHIMETOKCH)- 1 ,3-0€H30KCa30-2- M1 [ TUNICPUANH-4 -1 } OKCH)-1 -
METHIITHII |[KapOamar.

K  pactBopy  tper-OyTtmi-[(1S)-2-{[1-(5-rumpokcu-1,3-0eH30KCa301-2-MT)TUTICPUIAH-4-HI | OKCH } - 1 -
MeTmwmaTh [Kapbamara (389 wmr) B MDA (5 mi) nmoGamsmu kapOonat kamust (413 mr) u (Opomme-
TAN)IUKIIO0yTaH (297 MT), U cMech TepeMelInBay py HarpeBanuu 10 60°C B TedyeHne 6 4 B aTMocdepe azoTa.
PeakunoHHOW cMecH JaBajiil OCTHITH 10 KOMHAaTHOH TEMIIEpaTyphl, pa30aBsiIi 3THIIANIETATOM, IIPOMBIBAIIN Ha-
CBIIIICHHBIM PAaCTBOPOM COJIM M BBICYIIWBAIX HaJx O€3BOTHBIM Cyib(aTroMm Maraus. PacTBopuTens BRIIApUBAIN
IpY TIOHIKCHHOM MaBICHWH W TIONYYEHHBIH OCTATOK OYHMINANKd Xpomarorpadueit Ha cunmkarene (Tek-
CaH/PTHIIAIETAT), TIoJy4asl yKa3aHHOE B 3arjaBuu coeaunenue (380 mr).

'H SIMP (300 MI'u, CDCl3) & 1,18 (3H, 1, J=6,4 T'w), 1,45 (9H, ¢), 1,66-1,77 (2H, m), 1,83-2,00 (6H, m),
2,09-2,17 (2H, m), 2,71-2,81 (1H, m), 3,44-3,61 (5H, m), 3,76-3,93 (5H, m), 4,65 (1H, ym.c), 6,57 (1H, ax, J=8,7,
2,7Tm), 6,91 (1H, x, J=2,3 T'm), 7,09 (1H, x, J=8,7 'm).

B) N-[(1S)-2-({1-[5-(ukn00yTHIMETOKCH)- | ,3-0CH30KCA30II-2 - 1T | TUTICPUIMH-4 - 1T } OKCH)- 1 -
METHIIITHI |al[eTAMU/I.

K tpet-0yTri-[(1S)-2-({1-[5-(uukmoOyTHiMeToKcH)- 1,3-0eH30KCa30-2- I [ TUNCPUANH-4 -1 } OKCH)-1 -
MeTrmdTII [Kapbamary (380 mr) mobasisuin 4 M XITOPUCTHI BOAOPO/3THIANICTAT (5 MIT), CMECh MEPEMEIIUBAIA
MpY KOMHATHOW TeMIIepaType B TeUeHUe 15 MUH 1 KoHIIeHTpupoBanu. K octaTky mo0aBisuty mupuaud (5 M) u
YKCYCHBIH aHTHApHI (5 M) U TIepeMenIuBaI CMeCh IIPH KOMHATHOUW Temmeparype B TedeHue 10 muH. CMech
KOHIIEHTPUPOBAJIK, OCTATOK OYHIIAIU XpoMmarorpadueii Ha cunukarene (NH, rekcan/aTuiamnerar), u IMOJTyICH-
HOE TBEPIIOC BEUIECTBO MPOMBIBAIN TUATHIOBBIM 3QHUPOM, ToJydas yKazaHHOE B 3arjaBuu coemauHeHue (158
MT).

'H SIMP (300 MI'n, CDCl3) 8 1,20 (3H, 1, J=6,4 T'), 1,65-1,77 (2H, M), 1,84-1,98 (9H, m), 2,06-2,18 (2H,
M), 2,72-2,85 (1H, m), 3,43-3,62 (5H, m), 3,88-3,96 (4H, m), 4,11-4,24 (1H, m), 5,62 (1H, n, J=9,8 I'm), 6,58 (1H,
nn, J=8,7,2,6 I'm), 6,91 (1H, x, J=2,3 T'm), 7,10 (1H, a, J=8,7 I'm).
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T.mn. 109-110°C.

Jlanusie ananusa. Beraucaeno mis C,,H3 N3Oy C, 65,81; H, 7,78; N, 10,47. Hatineno: C, 65,68; H, 7,83;
N, 10,41.

ITpumep 7.

N-[2-({1-[6-(1mmKIOTIPOTTHIMETOKCH)- | ,3-0€H30KCa30J1-2 - 1T |TUTICPUTUH-4 - 1T } OKCH)- | -METHIID T |-4 -
METHIII30KCa30II-3-aMHH.

K pactBopy 1-({1-[6-(1uknonpormuamMeTokcH)-1,3-0eH30Kca3051-2 -1 | MUIepruInH-4 -1} OKCH)IPOTIaH-2-
oHa (50 mr) u 4-meTrnu3okcazon-3-amuna (21,4 mr) B Metanone (1 M) u ykcycHoi kuciore (50 M) mo6aBis-
M nexabopad (26,6 MT) U cMech IIepeMeIINBalIi IPU KOMHATHOW TeMIIepaType B TeUeHHE HOUH. PeakumoHHyI0
CMeCh Pa3z0aBISIM ATWIALETATOM, ITPOMBIBAIN AMCTHIUTMPOBAHHOW BOJON M HACHINICHHBIM PAacTBOPOM COJIM U
BBICYIIMBAJIN HaJ| 0e3BOIHBIM cyibdaroMm Hatpusi. PacTBopuTen b BHIMApUBAIU MPH MMOHWKCHHOM JaBJICHUH H
OCTaTOK ouMINaIM Xxpomatorpadueit Ha cumkarene (NH, rekcan/stunanerar). K nmonydyeHHoMy nponykTy 1o-
6aBsi 1 M XJIOpUCTO-BOJOPOAHYIO KHCIOTY U SKCTParupoBajd CMECh ATWIIALIETATOM. DKCTPAKT NPOMBIBAIIH
HaCBIIEHHBIM PaCTBOPOM COJIM M BBICYIIMBAIM Ha/l OE3BOIHBIM CyiIb(aToM HaTpus. PacTBopuTens BeIapuBain
MIpY TTOHMKEHHOM JIaBJICHUH, TT0JTydas YKa3aHHOE B 3arjlaBuu coequHenue (42,1 mr).

'H SIMP (300 MI', CDCl3) § 0,31-0,38 (2H, m), 0,60-0,69 (2H, m), 1,23-1,34 (4H, M), 1,77-2,01 (7H, M),
3,46-3,67 (5H, m), 3,71-3,96 (6H, m), 6,77 (1H, nx, J=8,7, 2,3 I'n), 6,88 (1H, n, J=2,3 I'y), 7,21-7,25 (1H, m),
7,81 (1H, c).

IIpumep 8.

N-[2-({1-[6-(1mKIOTIPOTTHIIMETOKCH)- | ,3-0€H30KCa30J1-2- 1T |a3e TUANH-3 -1 } OKCH )- 1 -
METHIID THIT |alle TAMHI.

A) Orun-{[1-(mudennnmernin)a3eTUINH-3 - 1T |OKCH | alleTaT.

K cycnensun 1-(nudenmnmermn)aseruann-3-oma (12 r) u mumepa anerata poaus (II) (1,1 r) B Tomyone
(150 mur) o kammsim ipu 80°C modasmsim sTHiIMazoaneTar (6,28 1). Cmeck nepemernany npu 80°C B Teue-
Hue 3 4. [To karusm npu 80°C mo0aBiisiM JONOIHUTEIBHYIO TTOPIMIO dTHiINAa30aneTara (6,28 r) u nepememnin-
Basin cMech ipu 80°C B Teuenue 3 4. CMecH aBajiv OCTHITh U (PMIBTPOBAIIN Yepe3 KOPOTKYIO KOJIOHKY C CHIIH-
kareneM. OUIbTPaT KOHIEHTPUPOBAIN NPH MMOHW)KEHHOM JABJICHUHM W OCTATOK OYMIIAIN XpoMmarorpaduei Ha
cuiiKarene (reKcaH/dTHiIaleTaT), moiydas ykazanHoe B 3ariaBuu coeauaenue (9,0 r).

'H SIMP (300 MI', IMCO-dg) & 1,16 (3H, T, J=7,2 T), 2,75-2,92 (2H, m), 3,27-3,45 (2H, m), 3,98-4,22
(5H, m), 4,41 (1H, ¢), 7,12-7,21 (2H, m), 7,22-7,31 (4H, m), 7,41 (4H, 1, J=7,2 T'my).

B) 2-{[1-(Iudennnmernn)a3zeTHINH-3 -1 |OKCH } -N-MeTOKCH-N-MeTHIIAIE TAMHI.

2 M BomHbIA pacTBOp THApOKcHAa Hatpus (25 wu) gobGaBmsuim K pactBopy ot {[1-
(muenmmmeTn)azeTuann-3-mi |Joken farerara (8,0 T) B atanozne (100 M) u nepememuBanu cmech mpu 50°C B
TedeHue 3 4. PeakIMOHHOI cMecH IaBaly OCTBHITH M BHIIAPUBAIIN PACTBOPHUTENbH MPH MOHMKEHHOM JAaBJICHHH.
pH ocratka noBoawiu 10 3 go6asneHreM 1 M XJI0pHCTO-BOIOPOHOM KUCIOTHI M SKCTParupoBaiyd CMEChIO 3TH-
nanetat/TI'® (4/1). IonyueHHBIH OpraHUYECKUIl CIIOW IPOMBIBAIM HACBHIIIIEHHBIM PACTBOPOM COJIM M BBICYIIIH-
BaJIM HaJ| 0€3BOAHBIM Cyib(aToM Maraus. PacTBopurens BhIapuBaiy P MOHIKEHHOM AaBieHuH. 1,4 T moiy-
YyeHHoro ocrartka (6,5 1) pactBopsimt B IM®DA (50 M), nobasmsum x pactBopy WSC (0,91 r), HOBt (0,72 1),
rugpoxiyiopun N,O-mumerunrunpokcuamuna (0,46 1) u tpustwiiamud (1,31 min), 1 cMech nepeMennBatyd npu
80°C B Teuenue 6 4. CMecH 1aBajy OCTHITh U BBIIAPUBAIU PACTBOPUTEND NPU MOHKEHHOM JaBieHuH. OcTaToK
pa30aBIsUIN ATHIIAIETATOM M CMECh MPOMBIBAIM BOAOH, HACHIIIICHHBIM BOAHBIM PacTBOpPOM KapOOHaTa HATPHA H
HACHIIIEHHBIM PAaCTBOPOM COJIM, BBICYIIIMBAIHM HaJ OC3BOTHBIM CyNb()aTOM MarHusi W KOHIEHTPHUPOBAIXA IPH
TTOHIKEHHOM JNaBlieHUH. OCTAaTOK OYMIAIA XpoMaTorpadueid Ha cuimkarese (TeKcaH/>THiarerar), Toaydas
yKkazaHHoe B 3ariaBuu coequaenue (0,79 r).

'H SIMP (300 MI'u, IMCO-dg) & 2,79-2,89 (2H, m), 3,04 (3H, ¢), 3,33-3,39 (2H, m), 3,62 (3H, c), 4,11-
4,21 (3H, m), 4,40 (1H, ¢), 7,11-7,22 (2H, m), 7,23-7,31 (2H, m), 7,31-7,45 (6H, m).

C) 3-(2-A3unonponokcH)- 1 -(qudeHmIMe T )a3e TH I H.

VYka3zaHHoe B 3arnaBuu coenuaeHue (350 Mr) rmosydany 1o METoAnKe, aHaJOTHYHON MeToauke ctaanii C-E
npumepa 5, ucnonssyst 2-{[ 1-(audennameTrn)azeTuanH-3-mi|okeu | -N-merokcu-N-metunaneramun (0,7 r).

'H IMP (300 MTI'u, IMCO-ds) 5 1,08 (3H, 1, J=6,8 T'm), 2,70-2,84 (2H, m), 3,21-3,31 (1H, m), 3,35-3,46
(3H, m), 3,61-3,79 (1H, m), 4,08-4,20 (1H, m), 4,41 (1H, ¢), 7,11-7,22 (2H, m), 7,22-7,31 (4H, m), 7,37-7,47 (4H,
M).

D) N-(2-{[1-(nudennnmernir)azeTHANH-3-MIT|OKCH } - | -METHIIDTHIT)alle TAMHI.

PactBop 3-(2-azmponponokcu)-1-(qudenmamernn)azetnauna (350 mr) u tpudenmipocopuna (340 mr) B
cmecu TT'®/Boga (15 mn/5 mim) HarpeBanu 0 KUMEHHUS ¢ OOpaTHBIM XOJOIMIBHIKOM B TedeHue 2 4. CMmecu na-
BaJIM OCTHITH, 100aBISLTH K HeW | M XJIIOpHCTO-BOJOPOJHYIO KHUCIOTY M MIPOMBIBAIH CMECh TUITHIOBBIM d(PH-
pom. TlosydeHHBI BOAHBIA PAcTBOP HEHTPATWU30BHIBAIM HACHIIICHHBIM BOJIHBIM PacTBOPOM THApOKapOoOHaTa
HATpUS U DKCTPArupoBalid CMECh dTUAneTaToM. [lonydeHHbI OpraHMYecKUi CIOH BBICYIIMBAIHM HaJ 0€3BOJ-
HBIM CYyJTb()aTOM Maruus ¥ KOHIICHTPHPOBAIH MPH MOHMWKEHHOM JaBIeHUU. OCTATOK PaCTBOPSUIN B 3THIIALIETATE
(15 mur), noGaBIsLTA K pacTBOPY YKCYCHBIN anTumpua (1 mi) u mepememmBany cMech mpu 60°C B TedeHue 5 4.
CmMmecH 1aBajiy OCTBITb, IPOMBIBAIM BOJIOW M HACHIIICHHBIM PAacTBOPOM COJIH, BBICYIIMBAJIM HaJ O€3BOJHBIM
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Cynb(aToM MarHus U KOHICHTPUPOBAIHU MPH MOHMKCHHOM JABIICHUM, TOTyYas YKa3aHHOC B 3arIaBHU COCIH-
Henue (0,31 1).

MC (ESI+): [M+H]" 339,1.

E) N-(2-{[1-(6-ruapoxcu-1,3-6eH30KCa30I1-2-11)a3eTHANH-3 -1 |OKCH } - | -METHIIDTHIT )arle TAMHAT.

Cycnensuto N-(2-{[1-(mucenunmverin)aseTnans-3-miokcn} -1 -metrmmatun)aneramuaa (300 mr) u 5%
ruapokcuaa mamwtanus (60 mr) B metanosne (15 mur) nepemermmBaiy mpu 60°C B Tedenne 6 1 B atMochepe BoJIO-
pona (1 atm). Cmech oxyaxaanu U GuiIbTpoBATH. PUIBTPAT KOHIICHTPUPOBAIN TIPHU TMOHMKCHHOM JaBJICHUH.
Ocratok pactBopsiu B JIM®DA (10 mur) u 106aBiIsiid K pacTBopy 2-xjop-1,3-6er3okcazon-6-oi (151 mr) u N,N-
JqunzonponudTHiIaMuH (233 mr). Cmechk nepeMernusainy npu 80°C B Teyenune 3 4 U JaBaju OCTHITh. JJoGaBisin
1 M XJ0puCTO-BOIOPOAHYIO KHUCIIOTY W NMPOMBIBAIHM CMECh AMATWIOBBIM 3¢upoM. [lomydeHHBIN BOOHBINH pac-
TBOpP HEHTPaATM30BBIBAIM HACBHIIICHHBIM BOJHBIM PAaCTBOPOM THAPOKApOOHATa HATPHUS U IKCTPArUPOBAIU CME-
ceto atmwnanetat/TT'® (5/1). INoxyueHHBIH OpraHMYecKHil CI0i MPOMBIBAJIM HACHINICHHBIM PAacTBOPOM COJIH,
BBICYIIMBAIN HaJ OC3BOJHBIM CY/Ib()AaTOM MarHvs U KOHLECHTPUPOBAIHU TPU MOHIKCHHOM JABJICHUU, IOJTydast
YKa3aHHOE B 3arjiaBuu coeuHenue (270 mr).

MC (ESI+): [M+H]" 306,1.

F) N-[2-({1-[6-(muKIOTIPOTTIIIMETOKCH)- | ,3-0€H30KCa3071-2-MIT|a3e TN H-3 1T } OKCH)- 1 -
METHIID THIT |alleTAMHI.

VYkazaHHOe B 3arfiaBuu coennHeHue (60 MT) Mmoyrydaiau 10 METOAMKE, aHAJIOTUIHOH MeTonuke craguu G
nmpumepa | ¢ wucromb3oBanueM — N-(2-{[1-(6-rumpokcu-1,3-6eH30Kca305-2-MT)a3e TUANH-3-1IT|OKCH } - 1 -
MeTm T )aneTamuaa (250 mr).

ITpumep 9.

N-[(1S)-1-meTtnn-2-({1-[6-(2,2,2-TpudTop3aTokcu)-1,3-0eH30KCca3017-2 -1 | TUNCPUANH-4-

W1} OKCH )3 THJI|alieTaMH .

VYka3aHHOE B 3arjlaBUM COCJMHEHHE IOJy4alHd 0 METOAMKE, aHaJOTM4YHOW MeroawkaMm cramuii G m H
npuMmepa 1, Wcronb3ys B KauecTBE MCXOAHBIX coeanHeHuit Tper-OyTi-[(1S)-2-{[1-(6-runpoxcu-1,3-
OCH30KCa30JI-2-U ) TAIIEPUANH-4-UT|OKCH } - | -MeTHdTHI [KapbaMaT U 2,2,2-TpuGTOpITHI TPUDTOPMETAHCYITh-

(domnar.

ITpumep 10.

N-[(1S)-2-{[1-(6-(3TOKCH-1,3-O€H30THA30JI-2 -1 )TUTICPUIUH-4-1JT) |OKCH } - | -METHIII THII |alie TaM U,

A) tpeT-byTnn-[(1S)-2-{[1-(6-runpokcu-1,3-6eH30THA30I-2-WT)TUTIEPUTAH-4- W |OKCH } -1 -
METHWIIDTUII|[KapOamar.

VYka3aHHOE B 3arjaBU¥ COSJAMHEHHUE IOJydald N0 METOAMKE, aHAJOTMYHONH METOAMKe cTagun B nmpumepa
3, ucnonb3ys 2-x10p-1,3-6eH30THa301-6-011.

'H AMP (300 MTI'ti, IMCO-dg) & 1,01 (3H, x, J=6,8 T'm), 1,37 (9H, c), 1,45-1,64 (2H, m), 1,79-1,96 (2H,
M), 3,16-3,41 (4H, m), 3,47-3,80 (4H, m), 6,57-6,82 (2H, m), 7,11 (1H, 1, J=2,3 I'n), 7,25 (1H, x, J=8,7 I'y), 9,21
(1H, ).

B) N-[(1S)-2-{[1-(6-(3TOKCH-1,3-6eH30THA30I-2-1IT)TUIIEPUANH-4-WIT|OKCH } - | -METHIITHIT |ale TAM UL,

VYka3aHHOE B 3arjla3MM COCIMHEHHE MOJIydYalld 10 METOJMWKE, aHaJIOTMYHOH MeToamkam cramuid G m H
npuMepa 1, UCHONB3ys B KadecTBE MCXOAHBIX coemuHeHWr Tper-0yTmi-[(1S)-2-{[1-(6-runpokcu-1,3-
OCH30THA30JI-2- W) TUTIEPUTUH-4-MIT|OKCH | - | -MeTHIIdTHIT |[KapOamaT 1 HoIdTaH.

'H SIMP (300 MI'n, IMCO-dg) 8 1,04 (3H, 1, J=6,4 T'm), 1,32 (3H, 1, J=7,1 I'n), 1,46-1,67 (2H, m), 1,78
(3H, ¢), 1,82-2,01 (2H, m), 3,16-3,46 (4H, m), 3,48-3,63 (1H, m), 3,65-3,81 (2H, m), 3,82-3,94 (1H, m), 4,00 (2H,
kB, J = 7,1 I'm), 6,85 (1H, nn, J=8,7, 2,7 T'm), 7,33 (1H, x, J=8,7 T'm), 7,37 (1H, n, J=2,7 '), 7,71 (1H, 1, J=8,0
T'm).

T.mn. 129-131°C.

ITpumep 11.

N-[(1S)-2-({1-[6-(muKI0OTpONIIMETOKCH)- 1 ,3-0€H30THA30I-2 - 1T |TUITCPUIHH-4- 1T } OKCH)- 1 -

METHJIITHII |alleTaM U,

VYka3aHHOE B 3arJlaBUM COCAMHEHHE MOIyYalld IO METOIMKE, aHAJIOTMYHOH MeToanke ctaguii G n H npu-
mepa 1, wucnonedys tper-Oytmn [(1S)-2-{[1-(6-runpokcu-1,3-6eH30THA30-2-1T)TMIIEpHINH-4-1i1|oKeH §-1-
METWIDTHII|Kapbamar.

'H SIMP (300 MI'i, IMCO-dg) & 0,25-0,36 (2H, m), 0,47-0,62 (2H, M), 1,04 (3H, 1, J=6,8 T'm), 1,11-1,31
(1H, m), 1,46-1,66 (2H, m), 1,78 (3H, ¢), 1,83-2,00 (2H, m), 3,20-3,43 (4H, m), 3,49-3,63 (1H, m), 3,64-3,98 (5H,
m), 6,86 (1H, an, J=8,7, 2,7 T'n), 7,33 (1H, n, J=8,7 T'n), 7,36 (1H, 1, J=2,7 I'n), 7,71 (1H, x, J=8,0 T'ny).

T.mm. 121-122°C.

ITpumep 12.

N-[(1S)-1-meTmin-2-({1-[6-(2,2,2-TpudTOp3TOKCH)- 1,3-06H30THA30I-2-WIT |TUTICPUTUH-4 -

WJT} OKCH )ITHIT |alle TaM U,

VYka3aHHOE B 3arJlaBUM COCAMHEHHE MOIydYalld IO METOIMKE, aHAJIOTMYHOM MeToanke ctaquii G n H npu-
mepa 1, wucnomb3ys Tper-OyTHia-[(1S)-2-{[1-(6-runpokcu-1,3-6eH30TNAa30-2-U)TMTIEPUINH-4-1i1|oKeH § -1 -
MeTWITWI|Kapbamar u 2,2,2-tpudTopaTiil TprudTopMeTancyib(oHar.
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'H SIMP (300 MI'n, IMCO-dg) & 1,04 (3H, x, J=6,8 '), 1,46-1,65 (2H, M), 1,78 (3H, ¢), 1,82-2,00 (2H,
M), 3,04-3,44 (4H, m), 3,50-3,96 (4H, m), 4,73 (2H, k8, J=9,1 I'n), 6,99 (1H, an, J=8,9, 2,7 I'n), 7,38 (1H, &,
J=8,9Tw), 7,54 (1H, n, J=2,7 I'n), 7,71 (1H, 1, J=8,0 I'm).

T.m. 129-131°C.

ITpumep 13.

N-[(1S)-2-({1-[6-(2,2-mudTopaTOKCH)-1,3-O€H30KCA30I-2 -WIT |TUTIEPUTUH-4-1IT } OKCH)- | -

METHIIDTHIT |alleTAMHI.

YkazaHHOE B 3arJIaBHH COCIMHEHHUE MOJIyJau M0 METOINKE, aHAJIOTHIHON MeTtoauke ctaanii G u H npu-
Mepa 1, wucmomp3yst TtpeT-OyTmin-[(1S)-2-{[1-(6-runpokcu-1,3-6eH30Kca30-2 -1 TUIepUITH-4-11 JOKCH } -1 -
MeTITUI[KapOamar u 2,2-mudTopIThi TpUPTOPMETaHCYITH(POHAT.

ITpumep 14.

N-[(1S)-2-({1-[6-(mmuKonpOoNHIMETOKCH)-7-PTOp-1,3-0eH30KCA30II-2 -1 |TUITCpUTHH-4- 1T } OKCH )- 1 -
METHIIITHI |al[eTAMUJI.

A) 2-®rop-3-MeToKCH-6-HUTPODEHOI.

K pacrBopy 2-¢rop-1,3-numeTokcu-4-aurpobensoina (1,5 r) B Tomyone (100 mur) npu 0°C nobasisimn 1 M
pacTBop TpubpomOOpaHa B rekcane (16 mMi1) i mepeMennBaiIl cMech TP KOMHATHOM TeMIleparype B TedeHue 15
4. [Tpu 0°C k peaknnOHHONW cMecH 00aBISUIA BOAY M MEPEMENIMBAIIA CMECh TIPH KOMHATHOHW TemIiepaType B
tedeHne 10 MuH. PeakimoHHBIH pacTBOpP AKCTPArupOBAIU ITHJIAICTATOM, MMPOMBIBAIH TOTYICHHBIH OpraHnde-
CKUH CJION HACBHIIIEHHBIM PAaCTBOPOM COJIM 3aTE€M BBICYIIMBAIN HaJ O€3BOTHBIM CyIb(haTOM MarHUA M KOHIICH-
TPUPOBAIH IIPH MIOHWKCHHOM JIaBIICHUH, TTOJTyJasl yKa3aHHOE B 3aryiaBuu coenuHeHue (860 mr).

'H SIMP (300 MT', IMCO-de) & 4,01 (3H, ¢), 6,63 (1H, ax, J=9,8, 7,2 T'w), 7,95 (1H, ax, J=9,7, 2,1 Tw),
10,61 (1H, c).

B) 6-AMuHO0-2-dTOp-3-METOKCUPEHOI.

Cycniensuto 2-drop-3-merokcu-6-antpodenona (300 mr) u 5% runpoxcuna namianus (40 mr) B sTaHone
(10 M) u TT'® (5 mur) mepememMBaIy pyU KOMHATHON TeMIleparype B TedeHue 15 4 B atmocdepe Bogopona (1
at™). CMech QUIBTpOBAK U (HUIBTPAT KOHICHTPUPOBAIHN MPH MOHWKCHHOM JaBJICHHH, MOJTydasl YKa3aHHOE B
3aryiaBuu coenunenue (220 mr).

'H SIMP (300 MI', IMCO-dq) & 3,67 (3H, c), 6,12-6,42 (2H, m).

C) 7-®rop-6-meTokcu-1,3-0eH30KCa30I1-2-THOJL.

K pactBopy 6-amuno-2-¢rop-3-merokcudenona (220 mr) B stanozne (10 M) 106aBIsITH ITUIIKCAHTAT Ka-
must (450 mr) u nepememmBanu cMmech pu 80°C B TeueHune 64 4. CMecH JaBaJId OCTHITH 10 KOMHATHOW TeMIIe-
paTyphl ¥ 3aTeM KOHIICHTPHPOBAJIH €€ IPH HOHIKEHHOM JaBiieHUH. [10TydeHHBIH OCTaTOK PacTBOPSUIN B BOJE H
MOKUCIISUTN pacTBop 1 M XJIOPHCTO-BOJOPOTHON KUCIOTOH. 3aTeM mepememrBany 10 MUH ¥ DKCTparupoBaiu
CMECh ATHIIALIETATOM, MOCJE YEeTO MOIYYCHHBIH OPraHMYECKHH CIIOH MPOMBIBAIH HACKHIIIEHHBIM PAacTBOPOM CO-
JIM, BRICYIITMBAIM HaJx O€3BOJHBIM CyNb()aTOM MarHUA M KOHIIEHTPHUPOBAIM MPH MOHIKEHHOM JAaBJICHHUH, ITOITY-
qas yKkazaHHOE B 3arjiaBuu coeannenue (147 mr).

MC (ESI+): [M+H]" 199,97.

D) tper-Bytun-[(1S)-2-{[1-(7-pTop-6-MeToKCcH-1,3-0eH30KCA301-2-1IT ) TUTICPUIAH-4 -1 | OKCH } - 1 -
METHIITHII |[KapOamar.

VYka3zaHHOE B 3arJIaBUU COCTUHCHUE MOTYYaIH 110 METOJUKE, aHAJIOTHYHOW Metonuke craauii E u F npu-
Mmepa 1, ucrons3ys 7-pTop-6-MeTokcu-1,3-0eH30Kca30I1-2-THO.

MC (ESI+): [M+H]" 424,45.

E)  N-[(15)-2-({1-[6-(tuKonponuiMeToKcH)-7-hTop- 1,3-0eH30KCca3071-2 - 1T |TUIepUTTH-4 1T } OKCH)- 1 -
METHIID THIT |alleTAMHI.

VYkazaHHOE B 3arJIaBUU COCTUHEHHE MMONTyJalld 110 METOJMKE, aHAJIOTHYHON MeTomuke craanu C mpumepa
3, HCTIONTB3YS B Ka4ECTBE UCXOAHOTO coeauHeHus TpeT-0ytun [(1S)-2-{[1-(7-¢pTop-6-MeTokcH-1,3-6eH30KCa301I-
2-WN)ATIEPUANH-4-HJ1 |OKCH } - | -MeTHIIDTHIT |[KapOaMmar.

ITpumep 15.

N-[(1S)-2-({1-[6-(muknonponmiMeTokcH)-4-PpTop-1,3-0eH30KCa30II-2 -1 |THITCPUHH-4- 1T } OKCH )- 1 -
METHIIITHI |al[eTAMU/I.

A) tpet-bytun-(2,4-numerokcudenmn)kapbamar.

K pactBopy Tpudpomuna unnus (120 mr) u au-tper-oytmnaukapoonara (7,1 ) B TT'® (50 mi) mobasisiim
2,4-numetokcuanwind (5,0 T). PeakiimoHHyI0 cMeCh iepeMelInBaiy pyu KOMHATHOM TeMiiepatrype B Teuenue 30
MHH U SKCTParupoBasv dTUianeratoM. [lorydeHHbI OpraHuuecKuii CJI0M MPOMBIBAIN HACBIILIEHHBIM PAaCTBOPOM
COJIH, BBICYIIIMBAJIIN HaJl 0E3BOIHBIM CYNIb(aTOM MarHus W KOHIICHTPUPOBAIH MPHU NOHIKEHHOM naBieHun. Oc-
TATOK OYHIIAIM KOJIOHOYHOW XpomaTorpadueld Ha cuirkarene (TeKCaH/3TUJaNeTar), moiaydas ykazaHHOe B 3a-
riaBun coenunenue (8,0 r).

'H SIMP (300 MI'n, CDCl3) & 1,51 (9H, ¢), 3,78 (3H, ¢), 3,83 (3H, ¢), 6,40-6,51 (2H, m), 6,82 (1H, yur.c),
7,90 (1H, ymr.c).

B) tper-byTmin-(2-drop-4,6-numeTokcudeHmT)Kapoamar.

K pactBopy Tper-OyTHin-(2,4-mumerokcudenmn)kapbamara (1,0 r) u terpamerminenanamuHa (1,4 mun) B
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TI'® (10 M) npu -78°C nobasnsum 1,6 M pacTtBop H-OyTHIITHTHS B rekcaHe (7,5 MII) M epeMeIInBaIl CMECh
npu Toi ke Temnepatype B TedeHue 20 muH u 3ateM npu 0°C B teuenue 1 4. K peakunonsoii cmecu npu -78°C
nobasnsin pactBop N-prop-N-(permncynbdonmrn)oensoncynbdonamuna (1,8 r) 8 TT'D (10 mur), naBanm cMmecu
HarpeThCs 10 KOMHATHOW TeMIEpaTyphl W MepeMelnBaiy B TeueHre 15 4. K peaknnoHHON cMecu T00aBsLd
HACHIIIEHHBIN BOAHBIA pacTBOP XJIOPHIAa aMMOHHUS M CMECh SKCTPAarHpOBAIH ATHJIALETATOM, IPOMBIBAIA HACHI-
IIEHHBIM PAacTBOPOM COJIH, BBICYIIIMBAIH HaJ O€3BOAHBIM CyIh(GATOM MarHUs W KOHIICHTPHPOBAIH ITIPH ITOHH-
JKeHHOM JaBiieHuH. OCTaToOK OYHINaau Xpomarorpadueil Ha cuikarese (TeKCaH/3TUANeTar), ojayJdas yKa3aH-
HOe B 3ariaBuu coequHenue (530 mr).

'H SIMP (300 MI', CDCl3) & 1,45 (9H, ¢), 3,80 (3H, ¢), 3,81 (3H, x, J=1,51 T'm), 6,82 (1H, m), 7,25 (1H,
M), 8,31 (1H, ¢).

C) 4-®rtop-2-cynbhanui-1,3-6eH30Kcaz01-6-011.

K pactBopy Tper-0yTHn-(2-drop-4,6-mumeroxcudenmnn)kapbamara (530 mr) B Tosyosne (20 mur) mpu 0°C
nob6asismn 1 M pactBop TpubpomOopaHna B rekcane (6,1 Mi1) M nepeMeIInBail cMech NP KOMHATHOH Temrepa-
Type B Teuenne 15 4. K cmecu nodasnsumm Boxy npu 0°C u nepemMeInBaii cMech IpH KOMHATHOW TeMIiepatrype
B TeueHre 10 MuH. CMech IPOMBIBAIM 3THJIAIIETATOM, BOJHBIA CJIOH KOHLEHTPUPOBAIH TPH MMOHMKEHHOM J1aB-
JICHWH, TI0JTy4asi TBepAoe BemecTBo. [lomyueHHoe TBepAoe BEIEeCTBO MPOMBIBATIN 3TAHOJIOM H BBICYIIIMBAIH IIPH
TTOHIKEHHOM JaBlieHHH. K pacTBOpY MOJIYIeHHOTO TBEPIOTO BemiecTBa B 3TaHose (10 M) mo0aBiIsan dTHIIK-
canTar kayms (610 mr) u nepememmBanu cmech mpu 90°C B Teuenne 15 4. CMecH naBaim OCTHITh 10 KOMHATHON
TEMIEpaTypbl U 3aTeM KOHIEHTPUPOBAIN NPHU MOHIKCHHOM MaBlIeHUH. [l0TydeHHBI OCTaTOK pacTBOPSIIN B
BOJIC W TTOAKUCIISLTN pacTBop 1 M XJIopuCTO-BogOpoaHON KHCiIoTOH. CMech mepemMemuBany B Teuenne 10 MuH,
3aTeM IKCTParupoBaId ATHIIAIETATOM M TONYYECHHBIH OPTaHMYECKUI CIIOW MPOMBIBAIM HACBHIICHHBIM PacTBO-
POM COJIH, BHICYIINBAJIN HajJ O€3BOJHBIM Cyab()aToOM MarHus W KOHICHTPUPOBAJIM IIPU MOHIKCHHOM JaBJICHUH.
OcraTok ouMIanu xpomarorpadueil Ha cumkarene (rekcaH/3THIaleTar), nolydyas yKa3aHHOE B 3arylaBUM CO-
equnenue (190 mr).

MC (ESI+): [M+H]" 186,07.

D)  N-[(1S)-2-({1-[6-(mxnonponmnmeToKkcH)-4-¢pTop-1,3-0eH30KCa301-2- 1T | TUIIEPUIUH-4 1T } OKCH)- 1 -
METHJIITHII |alleTaMU.

Yka3zaHHOe B 3arjlaBUM COEIUHEHHUE TMOy4all M0 METOAMKE, aHaJoTUYHOM MeToaukaMm ctaauii E-H npu-
Mepa 1, ucronb3ys 4-prop-2-cynbdanmi-1,3-6eH30kca30a-6-011.

ITpumep 16.

N-[(1S)-2-({1-[5-(ruknonponuaMeTOKCH)-6-hTop- 1,3-6€H30THA30II-2-HJI | TUTIEPUIHH-4-1J1 } OKCH)- 1 -
METHIID THIT |alleTAMHI.

A) 6-D1op-5-meTokcu-1,3-6eH30THA30I-2-aMUH.

Cycniensuto 4-¢prop-3-merokcnanmmmHa (1,00 1) 1 Tnonumanara kanus (2,07 r) B ykcycHoit kuciore (20
MJI) TIEpEMEIIMBAJIN [IPU KOMHATHOW TeMIleparype B TedeHue 20 MUH M B TeUeHHE 5 MUH 100aBIsUTH K HeH pac-
BOp Opoma (0,380 mi) B ykcycHoit kucnore (1 mi). PeakimmoHHy0 cMech IepeMENIHBaIN IPH KOMHATHOU TEM-
neparype B TeueHue 30 MUH, HEWTPAIN30BBIBAIN HACHIIICHHBIM BOJHBIM PacTBOPOM THApPOKapOOHaTa HATPHUS
9KCTparupoBaJid dTHianeTaToM. IlomydeHHBIH OpraHUYecKnil cJIoW BBICYINMBAIM HaJ OE3BOAHBIM Cyib(aTom
MarHus ¥ BBIIAPUBAIN PACTBOPUTENH MPH IMOHMKEHHOM NaBIeHHH. OCTaTOK OYUINAIN KOJIOHOYHOW XpOMAaTO-
rpadueii Ha curkarene (TeKcaH/>THIAIeTaT), odydas yka3aHHOe B 3arjiaBuu coeauHenue (670 mr).

'H SIMP (300 MI'u, CDCl;) & 3,91 (3H, ¢), 5,19 (2H, ymr.c), 7,16 (1H, 1, J=7,6 T'm), 7,29 (1H, 1, J=10,2
T'm).

B) 2-Xnop-6-¢dTop-5-meTokcu-1,3-6eH30THA30.

Cycnenzuto xmopuaa meau(Il) (546 mr) u tper-Oytmn Hutpmia (0,600 mi) B anetorutprite (10 mir) mepe-
memmBayn npu 50°C B teyerne 20 MuH. K peakmoHHO#N cMecu no0aBisum pacTBop 6-¢GrTop-5-meTokcu-1,3-
6ensoruazon-2-amuna (670 mr) B auneronurpuie (10 M) u cMech nepememnBaiy B Tedenue eme 30 MHUH 1pH
50°C. K peakunonHoit cmecu n06aBmstiin | M XJI0pHCTO-BOIOPOAHYIO KHCIIOTY W HAaCHIIICHHBII pacTBOP COJIM H
OTAEJAIN HEepacTBOPHMOE BEIIECTBO (puibTpoBaHHEeM. DUIIBTpaT SKCTparupoBain 3THUIIALETATOM, OTHHILTPO-
BaHHOE HEPacTBOPHMOE BellecTBO pacTBopsuid B TT'D n o0ObeanHsIIN MONYyYEHHBIH PacTBOp C OPraHUYECKUM
cioeM. IlomydeHHYI0 cMech pa3zensuid KOJOHOYHOHM Xpomarorpadueil Ha cuimkarene (dtuianerar). PactBop
ylapuBaJld TpH TOHIDKEHHOM JaBJICHHH M IOJYYEHHOE TBEPAOE BEIIECTBO INPOMBIBAJIM CMECHIO JTHIIALE-
TaT/TeKCcaH, MoJyJasi yKazaHHOe B 3aryiaBun coenuuenue (350 mr).

'H SIMP (300 MI'u, IMCO-d4) & 3,93 (3H, ¢), 7,76 (1H, 1, J=7,9 T'), 8,03 (1H, 1, J=10,9 I'n).

C)  N-[(1S)-2-({1-[5-(uukmonponIMeTOKCH )-6-PTOp-1,3-0eH30THA30-2 - 1T |TUTIEpUINH-4 - 1T } OKCH)- 1 -
METHIIDTHIT |alleTAMHI.

VYkazaHHOe B 3arjaBUU COSIMHEHHUE MOTYJalld 110 METOAMKE, aHATOTMYHOW MeTonuke ctanuii B u C npu-
Mepa 3, UCToNb3ys 2-X10p-6-pTop-5-MeTokcu-1,3-6eH30THA30T.

ITpumep 17.

1-[(1S)-2-({1-[6-(uuKIOTIPONIIMETOKCH)- 1 ,3-0CH30KCA30IT-2 -IIT |THITCPUIMH-4-1IT } OKCH )- | -MeTHIITHI | -3 -
METHWJIMOYEBHHA.

K  tper-oytmn-[(1S)-2-({1-[6-(1uKIONPOMUIMETOKCH)- 1 ,3-0€ H30KCa301-2- 1T | TUIIePU AN H-4-11 } OKCH)- 1 -
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MeTrmaTII [Kapbamary (300 mr) mobasisuin 4 M XITOPUCTHIH BOAOPO/3THIANICTAT (4 MIT), IEPEMEITUBAIIA CMECh
IpY KOMHATHOW Temrmeparype B TedcHue 20 MUH U KOHICHTpHpoBaan. OCTaTOK PacTBOPSUIA B allETOHUTPHUIIES
(3,4 mur), mOGaBITM K pacTBOpPY MeTwim3onuaHat (59,6 M) m TpudTHIaMUH (470 MKI) M IepeMEIInBaIn
CcMech IPH KOMHATHOH TeMmmepaType B TeueHue 1 4. PeakiimoHHyio cMech pa30aBisiid STHIAEeTaTOM, IIPOMBIBA-
JIM HACBHIIIEHHBIM PAaCTBOPOM COJIM M BRICYIIMBAIN HajJ O0e3BOAHBIM cynbdaToM HaTpus. PacTBopuTens BRIIapu-
BAIM TPH TOHIKEHHOM JaBICHHH M OCTaTOK OYMIIANN XpomaTorpadueir Ha cmmkarene (NH, rek-
can/stmnarnerar). [lomydeHHoe TBEepJ0€ BEIIECTBO IIPOMBIBAIIM TEKCAHOM M ATHJIAIIETATOM, ITONTy4asi ykazaHHOe B
3arnaBuu coequHenue (149 mr).

ITpumep 18.

1-[(1S)-2-({1-[6-(unKIOTIpPONIIMETOKCH)- 1 ,3-0CH30KCA30IT-2 -IIT |TUITCPUIMH-4-1IT } OKCH )- | -MeTHIATHI | -3 -
STHIMOYCBHHA.

VYka3zaHHOE B 3arJIaBUU COCIUHCHHUC IMOJyYalld 1O METOJMKE, aHAJOTMYHOW MeToauKke mpumepa 17, wuc-
none3yst  TpeT-0yTni-[(1S)-2-({1-[6-(unkionponuamMeTokcn)-1,3-0eH30Kca301-2- 1l |IUIepUIUH-4 -1 } OKCH)- 1 -
METHIITIII |[KapOamar U STUIN30IHaHaT.

ITpumep 19.

Metumn-[(1S)-2-({1-[6-(1uKnonponuaMeToKcH)- 1,3-0e H30KCa301-2 -l |TUIepUINH-4-11 § OKCH )- 1 -
METHWIIDTHII|[KapOamar.

VYkazaHHOE B 3arJIaBUM COCTUHEHHWE IOJTydalld 10 METOINKE, aHaJOTMYHOW MeToauke mpmmepa 17, wmc-
nmone3yst  TpeT-0yTuin-[(1S)-2-({1-[6-(rukmonpomuiIMeToKCH)- 1 ,3-0eH30KCca301-2- T |TUNepUINH-4- 1T} OKCH)- 1 -
METHIIDTUII|KapOaMaT 1 METHIIXJIOpKapOOHaT.

ITpumep 20.
N-[(1S)-1-meTtun-2-{[ 1-(5-nponokcu-1,3-0eH30KCca30-2- 1) TUTICPUIUH-4 -HIT | OKCH } ITHII |alleTAMUI.
A) tpet-bytni-[(1S)-1-meTrn-2- {[ 1-(5-mponokcu-1,3-0eH30KCca3071-2-11) TUIePUINH-4-

WJT]OKCH } 9THIT|[KapOamar.

VYkazaHHoe B 3arjiaBuu coeuHeHue (367 Mr) mosyyajau 1Mo METOAMKE, aHAJIOTHYHOM METOAUKE CTaauu A
npuMepa 6, ucrnonb3ys TpeT-0yTui-[(1S)-2-{[1-(5-runpokcu-1,3-6eH30Kca305-2 -1 TUIepUInH-4-11 JOKCH } -1 -
MeTm T [KapOamar (412 mr) u 1-6pommporan (0,282 mur).

MC (ESI+): [M+H]" 434.5.

B) N-[(1S5)-1-metun-2-{[ 1-(5-mpomoxcu-1,3-6eH30KCca301-2 -1 ) ITUTIEPUINH-4-1J1 |OKCH } OTHJI |alleTaM U,

VYkazaHHOe B 3aryiaBUd coequHeHue (215 Mr) moiydany mo METOJUKE, aHAJJOTUYHON METOAWKE CTaauu B
npumepa 6, ucnomb3ys Tper-0yThia-[(1S)-1-metmn-2-{[1-(5-nponokcu-1,3-6€H30KCca301-2-MIT)TATIEPUIAH-4 -
wit]okcu } ot |kapbamar (367 mr).

ITpumep 21.

N-[(1S)-2-{[1-(6-3TOKCH-1,3-OCH30KCA30II-2- VT TUIICPUHH-4- 1T |OKCH } - | -METHIIITHII |al[eTAMUI.

Yka3zaHHOE B 3arJIaBUU COCAMHCHUE MOJTyYalId M0 METOUKE, aHATOTUIHOM Metonuke ctamuii G-H npume-
pa 1, wcmons3ys  Tper-OyTmia-[(1S)-2-{[1-(6-runpokcu-1,3-6eH30Kcaz0-2-1in)nunepuanH-4-mun]okcu } -1 -
METWIDTWI|Kapbamar U HoJdTaH.

IIpumep 22.

N-[(1S)-1-meTmin-2-{[1-(6-poniokcH-1,3-6€H30KCaA30I-2-WIT ) TUTIEPUTUH-4 -FIT|OKCH | OTHII |alleTAMHI.

YkazaHHOE B 3arjlaBUM COCIMHEHHUE TOJTydal 10 METOANKE, aHAJIOTHIHON MeToauke cranuii G-H npume-
pa 1, wucnoms3ys  Tper-OyTriI-[(1S)-2-{[1-(6-ruapokcu-1,3-6eH30KCca30-2-MIT)TUTIEPUIAH-4-WIT|OKCH } - 1 -
METWIIDTUII|KapOamar u 1-Hoamporas.

ITpumep 23.

N-[(1S)-1-metun-2-({1-[6-(1-meTmdTOKCH)-1,3-0¢H30KCA301-2-MIT |TUTIEPUITAH-4 -

W1} OKCH )3THJI|alieTaMH .

VYka3zaHHOE B 3arJIaBUU COCAMHCHUE MOJTyYalId M0 METOUKE, aHAOTUIHOM MeTtonuke ctamuii G-H npume-
pa 1, wcmone3ys  Tper-OyTHia-[(1S)-2-{[1-(6-runpokcu-1,3-6en30Kcaz0-2-1in)nunepuanH-4-un]okcu } -1 -
METHIITIII |[KapOamar u 2-HoAmponaH.

[Ipumep 24.

N-{1-[({1-[6-(umKIOTIPOTIIIIMETOKCH)- | ,3-O€H30KCA30JI-2-1JI | TUTIEPUINH-4-1T } OKCH )MeTH | -2,2,2-
TPUPTOPITHI } alIETAMHI.

A) ben3un-4-(2-ruapoKCUITOKCH ) TATIEPUINH- | -KapOOKCHIIAT.

Cwmech 6oprunpuma Hatpus (10,1 1), xmopuaa xamenus (13,3 1), aranona (100 M) u TT'D (50 M) mepe-
mermmBany mpu 0°C B Teuenne 30 muH. [Tocie nepememmBanus 1o kammsiM pu 0°C no06aBsu cMech OSH3HMIT-
4-(2-3TOKCH-2-0KCOITOKCH ) ITUIIepuaAnH- 1 -kapookcmiara (9,68 ) u TI'® (50 M) u nosrydeHHyIO cMech nepemMe-
NIMBaJIH TIPU KOMHATHOU TeMIepaType B TeueHue 2 qHei. K moxyd4eHHOW cMecH H00aBIsUIA HACHIIICHHBINA BOJI-
HBIA PacTBOP XJIOPUAA aMMOHHUS M OTACISUTH (MIBTPOBAHHEM HEPACTBOPUMOE BeliecTBO. DUIbTpar KOHIICH-
TPHUPOBAIM TPU MOHIKCHHOM JNaBiicHUH. OCTAaTOK JKCTPArMpOBaM 3TUIIALICTATOM, 3KCTPAKT MPOMBIBAIH Ha-
CBIIIICHHBIM PAacTBOPOM COJIM M BBICYIIIMBAIH HaJl OC3BOAHBIM CYIb(haTOM HATpHs. PacTBOpHUTENb BEITApUBAIN
NpY TOHIKCHHOM JaBICHHHA M OYHINAINA OCTaTOK KOJIOHOYHOW XpomaTorpadueil Ha cuiukareie (dTHiaie-
TaT/TeKcaH), ToJTydast yKa3aHHOE B 3arjlaBuu coequHerue (6,33 r).

'H SIMP (300 MI'u, IMCO-de) & 1,25-1,49 (2H, m), 1,70-1,89 (2H, M), 2,98-3,26 (2H, m), 3,38-3,55 (5H,

-64 -



021698

M), 3,58-3,80 (2H, m), 4,47-4,62 (1H, m), 5,06 (2H, c), 7,16-7,46 (5H, m).

B) Bensnin 4-(2-0Kkco3TOKCH ) TUIIEpHUINH- | -KapOOKCHIIaT.

K cmecn Oen3un-4-(2-TuapoKCHAITOKCH )TUTIEPUINH- | -kapOokcmarta (6,33 1), Tpudtunamuna (15,9 mn) u
nmumeTuicynbdokenaa (30 Mir) MO KarisM TpU KOMHATHOW TeMIlepaType A00aBIsUTM CMECh KOMIUIEKCa TPHOK-
cuna cepbl ¢ mupuauaoM (10,8 T) 1 auMermicynbporcuaa (30 M), MONTYYSHHYIO CMECh MEpEeMENTUBAIH TIPH
KOMHATHOU Temreparype B TeueHue | 4. J[oGaBmsimm BOAy M 3KCTParupoOBali MOIYYCHHYIO CMECh STHIIAIeTa-
TOM. DKCTPAaKT MpOMbIBaIM | M XJIOPUCTO-BOJAOPOIHON KHUCIOTOW W HACHIIIICHHBIM PACTBOPOM COJIH, BBICYIIIH-
BaJIM HaJ OE3BOTHBIM Cyib(aTroMm HaTpus. PacTBopuTensh BRIMAapWBANIM MPH NOHMKEHHOM JAaBIICHHH U OCTaTOK
OUMIIATIN KOJOHOYHOW Xpomarorpaduell Ha cHiIMKaresie (STHaleTaT/TeKcaH), Moinydas yKa3aHHOE B 3arjiaBUH
coeauHenue (4,28 r).

'H SIMP (300 MTI'ti, IMCO-d¢) & 1,27-1,55 (2H, m), 1,70-1,95 (2H, m), 3,12 (2H, ym.c), 3,44-3,88 (3H,
m), 4,22 (2H, c), 5,07 (2H, ¢), 7,12-7,51 (5H, m), 9,58 (1H, c).

C) benzun-4-(3,3,3-tpudTop-2-rugpoKCUIPOIIOKCH ) TUTIEPHIUH- | -kapOOKcHIIaT.

CmMmech OeH3mi-4-(2-0kcoaToKCH )nunepuant-1-kapookcunara (2,00 1), TpuMeTHI(TPUPTOPMETHIT)CHIIaHA
(1,23 1), rerpabytrnammonwuii propuna (1 M pactop B TI'®, 1 kamust) u TT'® (20 mur) nepemerumBanu npu 0°C
B TeueHHWe | 9 u 3aTeM B TeUeHHE 3 IHEH Mpu KOMHATHOH TeMrieparype. K momydeHHol cMecu T00aBIIsITH BOAY
M DKCTParupOBaIM THIIANETATOM. DKCTPAKT MPOMBIBATH HACHIIICHHBIM PAaCTBOPOM COJIM W BBICYIIMBAJIH HaJ
6e3BOIHBIM Cysb(aTOM HaTpHs. PacTBOpHUTENb BRITapUBaJIH MIPH MOHMKCHHOM JABJICHIH U OCTATOK PACTBOPSIIA
B TT'® (20 mm). [Tpu 0°C mobamnsun Terpadytuinammonnii ¢dropua (1 M pacteop B TT'®, 8,65 mi) u nepeme-
mUBaIK Moy4eHHyto cMech npu 0°C B Teuenue 2 4. Jlo6aBimsum 1 M XJIIOpHCTO-BOJOPOIHYIO KHCIIOTY U TIOTY-
YEHHYIO CMECh SKCTPAarupoOBaIH dTUIALETATOM. JKCTPAKT MPOMBIBAIN HACBHIIICHHBIM PACTBOPOM COJIA H BBICY-
IIMBaJK HaJl 0€3BOJHBIM Cynb(haToM HaTpus. PacTBopuTens BHIIAPUBAIN NPH HOHMXCHHOM JIaBJICHUU U OCTa-
TOK OYHMINAIM KOJIOHOYHOW XpoMaTorpadueil Ha cuiaMKarese (3TWalerar/TeKcaH), nojlydasi ykazaHHOE B 3arja-
BuM coequuenue (1,60 ).

'H SIMP (300 MT'y, IMCO-de) & 1,26-1,53 (2H, m), 1,66-1,89 (2H, m), 3,01-3,27 (2H, m), 3,41-3,76 (5H,
M), 4,04-4,23 (1H, m), 5,06 (2H, ¢), 6,34 (1H, n, J=5,7 T'w), 7,19-7,51 (5H, m).

D) bensun-4-{3,3,3-tpudrop-2-[(MeTHICYIH(POHHI)OKCH |TPONIOKCH | TUIIEPUIUH- | -KapOOKCHIIaT.

Cwmech OeH3mI-4-(3,3,3-TpudTOP-2-rHIPOKCUTIPOIIOKCH ) TUTICPUANH- | -kKapOokcminara (983 Mr), Me3mIxiio-
puna (0,483 mm), Tpratrnamuaa (0,789 M) u TT'® (10 M) nepememuBamy nmpu 0°C B Teuenue 1 9 u 3aTeM npu
KOMHATHOU TeMIIepaType B TeueHHe HOUH. J|00aBIsUTH BOMY M AKCTPArupoBaNIN MOTYyYCHHYIO CMECh dTHIIAIeTa-
TOM. DKCTPAKT IIPOMBIBAIM HACHIIICHHBIM PACTBOPOM COJIM M BBICYIIIMBAJIM HaJl O€3BOAHBIM CYIb(aTOM HATPHSL.
PacTBopuTens BRITApUBAIH MIPH MMOHIKCHHOM JIaBJICHUU M OCTATOK OYHIIIATIHN KOJIOHOYHOW Xpomarorpadueit Ha
cuiIHKarese (dTHIaneTaT/TeKcan), oiayJas ykazaHHoe B 3arjaBuu coenuaenue (1,12 ).

'H SIMP (300 MI't, IMCO-dg) & 1,24-1,53 (2H, M), 1,68-1,91 (2H, m), 2,97-3,25 (2H, M), 3,35 (3H, c),
3,55-3,93 (5H, m), 5,06 (2H, c¢), 5,29-5,54 (1H, m), 7,14-7,44 (5H, m).

E) Benzunn-4-(2-a3umno-3,3,3-TpuTopIiporioKCH ) TUTepUANH- | -kapOOKCHIIAT.

Cmech 6en3mi-4-{3,3,3-rpudTop-2-[ (MEeTHICYIHL(HOHIIT)OKCH |IPOTIOKCH | TUTIEpUINH- | -kapOoKcHIaTa
(1,31 r), asuna Hatpus (1,00 r), 15-kpays-5-aupa (3,39 r) u numermncynspokcuaa (5 Mi1) nepeMeInBay Ipu
100°C B Teuenue 3 nueil. J00aBisIM BOAY M AKCTParMpOBAIN MOIYYCHHYIO CMECh STHJIAIIETATOM. JKCTPaKT
MPOMBIBAJIM HACHIIICHHBIM PACTBOPOM COJIM M BHICYIIMBAIN HaJ 0€3BOAHBIM CyibdaToM Harpusi. PactBopuTens
BBITIAPUBAJIH [P MOHMKCHHOM JaBJICHUM M OCTAaTOK OYMIIAJIHM KOJIOHOYHOM XpomaTtorpadueil Ha cuiMKarese
(aTHnaneTat/rekcaH), Moxyvas ykasaHHOE B 3arJlaBuH coenuHeHue (294 mr).

'H SIMP (300 MI', IMCO-de) & 1,29-1,55 (2H, m), 1,71-1,90 (2H, M), 3,03-3,27 (2H, m), 3,49-3,96 (5H,
M), 4,63-4,91 (1H, m), 5,07 (2H, ¢), 7,13-7,51 (5H, m).

F) N-{1-[({1-[6-(uuKIOTIPONTIIMETOKCH)- 1 ,3-OCH30KCA30JI-2-1JI | TUTIEPUANH-4-1T } OKCH )MeTh]-2,2,2-
TPUPTOPITHI } allETAMHI.

VYkazanHoe B 3ariaBuu coeanaenne (120 Mr) moaydanu 1o MeToAuKe, aHaJOTHIHON MeTouKe cTaauid D u
E mpumepa 8§ (32 HCKITIOYEHHEM TOTO, YTO BMECTO THAPOKCHIA MAUIaAns IPUMEHSUIH Naljiainii-Ha-yTiie) U cTa-
mun G npuMmepa 1, ucnonb3ys OeH3miI-4-(2-a3umno-3,3,3-TpruTopIpONIOKCH )THIIepUANH- 1 -kapOokcmmat (451
MT).

'H SIMP (300 MT';, IMCO-de) & 0,23-0,39 (2H, m), 0,48-0,63 (2H, m), 1,06-1,29 (1H, m), 1,42-1,65 (2H,
M), 1,92 (5H, ¢), 3,26-3,49 (2H, m), 3,54-3,88 (7H, m), 4,48-4,94 (1H, m), 6,73 (1H, nn, J=8,7, 2,3 T'm), 7,06 (1H,
n,J=2,3Tn), 7,14 (1H, 1, J=8,7 I'n), 8,46 (1H, x, J=9,4 I'n).

T.m. 126-127°C.

ITpumep 25.

N-[2-({1-[6-(umKknOonpONHIMETOKCH)- 1,3 -0eH30KCa301-2- 1 |IuIepuIHH-4 -1 } OKCH)- 1 -

(dbTopMeTHIT)ITHIT |arieTaMuU .

A) benzun-4-(okcupaH-2-MIMETOKCH ) TUTIEPUANH- | -KapOOKCHIIAT.

Cmecs Tpumetnicynbhokconuit oauna (2,17 1), runpuna Hatpus (B macue, 60%, 395 mr) n auMeTHi-
cynmbhokcraa (20 M) mepeMenBaii Mpyu KOMHATHOW TeMriepaType B TeueHre | 4 u J00aBisuid K Hel OeH3MIT
4-(2-okcodToKCH)TUTIepuIH- | -kapOokcmnaT (2,28 1). TlomydeHHYI0O cMech IMepeMellnBalid TPU KOMHATHOM
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TeMreparype B TedcHue 3 nHei. J[00aBmsuM BOLY M 9KCTPArHPOBATH MOJYYCHHYIO CMECh ITHIIAIICTATOM. DKC-
TPAKT MPOMBIBAIN HACKHIICHHBIM PACTBOPOM COJIM M BBICYIIUBAIIN HaJ O€3BOJHBIM Cylb(haToM HaTpus. PacTBo-
pUTEIh YIapUBAIIX MIPH MOHMKCHHOM JIABICHUH M OYHIIIAJIN OCTATOK KOJIOHOYHOM Xpomarorpadueii Ha CHIIHKa-
rene (3TUIAIeTaT/TeKCaH), MoTyvasi ykasaHHOe B 3aryiaBun coenunenue (208 mr).

'H AMP (300 MI'ty, IMCO-de) & 1,26-1,50 (2H, m), 1,65-1,92 (2H, m), 2,54 (1H, az, J=5,3, 2,6 I'n), 2,67-
2,76 (1H, m), 2,99-3,22 (3H, m), 3,23-3,32 (1H, m), 3,45-3,60 (1H, m), 3,62-3,84 (3H, m), 5,06 (2H, ¢), 7,14-7,50
(5H, m).

B) bensmi-4-(3-hTop-2-ruipoKCUTIPOTIOKCH ) TUTIEPUINH- | -KapOOKCHIIaT.

Cmech OeH3nn-4-(okcupaH-2-MIMETOKCH )TAIepUanH- 1 -kapOookcmiata (1,81 1) u TerpabyTunaMMOHUIIN-
ruapotrpudTopuaa (3,74 r) nepememuBaiu B Teuenne Houn npu 120°C. PeakImMOHHYIO0 CMECh OYHINAIN KOJIO-
HOYHOM XpomaTorpadueil Ha cuiMKarelie (ITHIAIETAT/TeKCaH), Mojydas YKa3aHHOE B 3arflaBUM COCITUHCHUE
(960 mr).

'H SIMP (300 MT'y, IMCO-de) & 1,26-1,49 (2H, m), 1,68-1,89 (2H, m), 2,97-3,26 (2H, m), 3,35-3,89 (6H,
m), 4,18-4,58 (2H, m), 5,06 (2H, ¢), 5,12 (1H, n, J=5,3 T'w), 7,10-7,50 (5H, m).

C) benzun-4-(2-a3uno-3-QpTopnponoKcn ) mMnepuIuH- 1 -kapOoKcuar.

VYka3zaHHOE B 3ariiaBUU coeAuHCHHE (557 MT) MOJIYYaiu [0 METOJMKE, aHAJIOTHYHOW METOAUKE cTaanu B
npuMepa 5 (KpoMe TOTo, YTO B KaYECTBE PACTBOPHUTEIIS HCIOIB30BAIN JUMETHICYIb(okcua, a He [IM®DA), uc-
TOJIE3YSI B KA4€CTBE UCXOIHOTO BerecTBa OeH3MI-4-(3-pTOp-2-ruaApOKCHTIPOTIOKCH )ITUTIEPUINH- | -KapOOKCHIIaT
(960 mr).

'H SIMP (300 MI'u, IMCO-de) & 1,31-1,54 (2H, M), 1,63-1,89 (2H, M), 2,98-3,29 (2H, m), 3,46-3,78 (5H,
M), 3,81-4,11 (1H, m), 4,27-4,75 (2H, m), 5,06 (2H, ¢), 7,13-7,49 (5H, m).

D) N-[2-({1-[6-(muKIOTIPOTIIIIMETOKCH )- | ,3-0€H30KCa30J1-2-WIT |TUTIEpU U H-4 - 1T } OKCH ) - 1 -
(bTopMeTHIT)ITHIT |arieTaMu .

VYkazanHoe B 3aryiaBum coenrHeHue (127 MT) Todydand 1Mo METOAMKE, aHAJOTHYHON METOIHKE cTaguu F
npumepa 24, ucronb3ys 6eH3miI-4-(2-a3nn0-3-GToprponokcH)nunepunt-1-kapookcunar (250 mr).

'H SIMP (300 MT';, IMCO-de) & 0,22-0,36 (2H, m), 0,48-0,64 (2H, m), 1,10-1,31 (1H, m), 1,40-1,71 (2H,
m), 1,79-1,98 (5H, m), 3,27-3,65 (5H, m), 3,69-3,86 (4H, m), 3,93-4,23 (1H, m), 4,26-4,59 (2H, m), 6,73 (1H, nx,
J=8,4,2,3 I'n), 7,06 (1H, x, J=2,3 '), 7,14 (1H, x, J=8,4 '), 7,99 (1H, 1, J=8,3 I'm).

T.mn. 120-121°C.

ITpumep 26.

N-[2-({8-[6-(umknonponuaMeTokcH)-1,3-0eH30kca3on-2-mn]-8-a3aduunkio[3.2. 1 Jokr-3-ui} okcu)-1-
METHIIDTHII [U30KCa3071-3-aMUH.

A) 8-(6-I'mmpokcu-1,3-6eH30kcazomn-2-mn)-8-a3adurukio[3.2. 1 JoktaH-3-0H.

YkazaHHOE B 3arjIaBUU COCAWHEHHE TOTyJald M0 METOAWKE, aHAJOTHMIHON MeToauke ctaanu F mpumMepa
1, ucrions3ys 8-azaburukio[3.2.1]okraH-3-0H u 2-xJop-1,3-6eH30KCca301-6-01.

MC (ESI+): [M+H]" 259.,1.

B) 8-[6-(LluknonpormameTokcH)-1,3-0eH30kca3om-2-mi|-8-a3adurmkio[3.2. 1 JoktaH-3-0H.

VYka3zaHHOE B 3arJIaBUU COCTUHCHHUE MONTyYalld 10 METOJMKE, aHAJIOTHYHON MeTomuke ctaauu C mpuMepa
4, wucmomp3ys B KauyecTBE  HCXOAHOTO  coefwHeHHs  8-(6-ruapokcu-1,3-0eH30Kkca301-2-1)-8-
a3zabunmkio[3.2.1]okran-3-0H.

MC (ESI+): [M+H]" 313,1.

C) 8-[6-(L{uknonporunmeTokcH)- 1,3-6eH30kca3on-2-mi|-8-a3adunmkio| 3.2. 1 ]Jokran-3-oi1.

VYka3zaHHOE B 3arJIaBUU COCJAMHCHUE IMOJyYald B BHJC JBYX OTICIBHBIX U30MEPOB MO METOJHUKE, aHAJIO-
TUYHON MeToamke craauu D mpumepa 5, UCTONB3ys 8-[6-(IMHUKIOTMPONMMIMETOKCH)-1,3-0eH30Kca30i-2-mi]-8-
azaburukio[3.2.1]okraH-3-0H.

MC (ESI+): [M+H]" 315,1 (McHbIee BpeMs yACpKHBAaHHUS IPH KOJOHOYHOI XpoMaTorpaduu Ha NH cu-
JUKarene).

MC (ESI+): [M+H]" 315,2 (6onblee BpeMs yAepKUBAHHSA IIpH KOJOHOYHOH XpoMmaTorpaduu Ha NH cu-
JUKarene).

D) 6-(luknonpomnuamerokcn)-2-{3-[2-(mophonun-4-ni)-2-0KcodToKcH |-8-a3aburmkio[3.2.1]okT-8-wm} -
1,3-0eH30Kkca3o.

VYka3zaHHOE B 3ariIaBUM COCIUHCHHE (KOPOTKOE BpPEMs YICPKUBAaHUS) MOTYYaTH IO METOIAMKE, aHAJIOTHY-
HOM MeTomuke cTaguu A mpuMepa 4, ucrnonb3ys 8-[6-(IUKIONponmiIMeToKcH)-1,3-0en3okcaszon-2-mi]-8-
azabunmkio[3.2.1]okran-3-01.

MC (ESI+): [M+H]" 442.3.

E) 1-({8-[6-(uuxmonponmimMeTokcH)-1,3-6er30kca3oi-2-mi]-8-a3abutinkio[3.2. 1 JokT-3 -1t} OKCH)IporiaH-
2-0H.

VYkazaHHOE B 3arJIaBUM COCAMHEHHUE MOTYYalld [0 METOAMKE, aHAJTOTUIHON MeToauKe cTamun D mpuMepa
4, ucronb3ys 6-(UKIOMPOTIIMETOKCH )-2-{3-[2-(MophonnH-4-11)-2-0KC03TOKCH |-8-a3a0ummKino[ 3.2. 1 JokT-8-
nn}-1,3-6eH30Kca3o.

MC (ESI+): [M+H]" 371,0.
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F)  N-[2-({8-[6-(muknonporuameTokch)-1,3-0eH30kca3omn-2-mi|-8-a3aounukino[ 3.2. 1 JokT-3-m1} okcn)-1-
METHIIATUII |U30KCa3071-3-aMUH.
VYkazaHHOE B 3arjIaBUM COEIMHEHHE TOTyYald TI0 METOIMKE, aHAIOTUYHON MeToauke ctanuu E mprMepa

4, WCTIONB3YS 1-({8-[6-(uukmonponmIMeTOKCH)- 1 ,3-0eH30Kca30i-2 -1 |-8-a3aburukio[3.2.1JokT-3-
W1} OKCH )ITPOTIaH-2-0H.
IIpumep 27.

N-[2-({8-[6-(1ukmonporuIMeTOKCH)- 1,3-6eH30KCca307-2 -1 |-8-a3a0uIuKiIo[ 3.2. 1 JokT-3-111 } OKCH)- 1 -
METHIIDTHII |[U30KCa3071-3-aMUH.

A)  6-(Lluknonponmimerokcn)-2-{3-[2-(Mopdonun-4-ui)-2-0kcodTokcH |-8-azaburmkio[3.2.1 ]okr-8-wmi } -
1,3-0eH30Kca3o.

VYka3zaHHOE B 3arJIaBUM COCTUHEHHUE MOJYYalld IO METOAMKE, aHATOTMIHON METOIHMKE CTamuu A mpuMepa
4, ucnonb3ys 8-[6-(IuKIonponMIMeToKCH)- 1,3-0eH30Kca30m-2-min]-8-a3abunukio[3.2.1]Jokran-3-01 (¢ Oomee
MPOJIOJDKUTEIBHBIM BPEMECHEM YACPKUBAHUS ).

MC (ESI+): [M+H]" 442,1.

B) 1-({8-[6-(IluxtonponmimMeTokch)-1,3-6eH30kca3oi-2-mi]-8-a3adutinkio[3.2. 1 JokT-3 -1t} OKCH)poriaH-
2-0H.

YkazaHHOE B 3arJIaBUHM COCAMHEHHUE MOIYYalld [0 METOAMKE, aHAJTOTWUIHON MeToauKe cTamun D mpuMepa
4, ucronb3ys 6-(UKIOMPOTIIMETOKCH )-2-{3-[2-(MophonnH-4-11)-2-0KCOITOKCH |-8-a3a0ummKino[ 3.2. 1 JokT-8-
nn}-1,3-6eH30Kcazon.

MC (ESI+): [M+H] 371,2.

C)  N-[2-({8-[6-(muknonporuameTokcH)-1,3-6eH30kca3omn-2-mi|-8-a3aounukino[ 3.2. 1 Jokr-3-mw1 } okcn)-1-
METHIIATUII |U30KCa3071-3-aMUH.

VYka3zaHHOE B 3ariIaBUU COCIUHCHUE MOJTYYAIH TI0 METOJIUKE, aHAOTUYHON MeToauke ctanuu E mpumepa

4, UCIIONB3YS 1-({8-[6-(uuknonmponuIMeToKCcH)-1,3-0eH30Kca301-2 -1 | -8-a3a0umumkio| 3.2.1]okr-3-
W1} OKCH )ITPOTIaH-2-O0H.

ITpumep 28.

N-[(1S)-2-({1-[5-(tmuxnonpormunmeTokcu)[ 1,3 Jokcazono[5,4-b | nupuauH-2-wi | nunepuuH-4-mi } OKcH)- 1 -
METHIID THIT |alleTAMHI.

A) tpeT-bytun-[(1S)-2-{[1-(5-6pom][ 1,3 Jokcazomno[5,4-b]mupuanH-2-mn)nunepuaaH-4-ui|okcu § -1 -
METHWIIDTHII|[KapOamar.

VYkazaHHoe B 3aryiaBuu coequHeHue (382 Mr) mosydaiy Mo METOJUKE, aHaJOTUYHON MeToauke ctaguu C
npuMepa 2, ucrons3ys 5-6pom|[ 1,3 ]okcazono[5,4-b jmupuaun-2-tuon (241 mr).

MC (ESI+): [M+H]" 457,2.

B)  tper-Byrmn-[(1S)-2-{[1-(5-rumpoxcul 1,3 ]okcazono[5,4-b |nupuaun-2-mn)munepuauH-4-ui|okcu } -1 -
METHIITHII |[KapOamar.

K pactBopy Tper-Oytuin-[(1S)-2-{[1-(5-6pom[1,3]okcazomno[5,4-b]mupunun-2-um)munepuaut-4-ni|oKkcH | -
1-metmaThn Jkapbamara (484 mr) B TT'® (3 M) npu -78°C nodasisinu 1,6 M pacTBop H-OyTHILIMTHS B TeKCaHE
(1,70 mur) m mepemMeIMBalIi CMECh TIPU TOH ke Temrieparype B TedeHune 20 MuH. K peakiimonHoi cmecu mo0aB-
s TpuMeTtunoopar (0,355 mir), gaBaM cMecH HarpeThbest 10 KOMHATHOW TeMIepaTyphl U MEpPEeMEIInBali B
teuenue 30 muH. K momydenno#t cmecn nobasmsmu 30% pacTBop mepokcuaa Bogopoxaa B Boge (3 mim) u § M
BOJHBIA pacTBOp THAPOKCHAA HaTpus (1 M) M mepeMeIInBaId CMeCh MPH KOMHATHON TeMIepaType B TEUCHUE
30 muH. PeakimmoHHyI0 cMech HEMTpann30BbIBaIK | M XJIOpHUCTO-BOAOPOTHOM KHUCIOTOM, SKCTPArHPOBAIH 3TH-
JIAIeTaTOM M BBICYIIUBAIU 3KCTPAKT HAJA CyIb(paToM MarHus. PacTBOpUTENb BHIMAPHBAIN MPHU MOHMKCHHOM
JaBJICHUM ¥ TIOJy4CHHBIH OCTaTOK OYMINAIM KOJIOHOYHOM Xpomarorpadueil Ha cuinkarene (Tek-
CaH/3THIIAIETaT), ToJydasl yKa3aHHOE B 3aryiaBUM coenuHenue (68,1 mr).

MC (ESI+): [M+H]" 393,4.

C) N-[(1S)-2-({1-[5-(mmuxonpormnmeTokcn)| 1,3 Jokcazono[ 5,4-b Jnupuaus-2-mi |munepuInH-4-1i } OKCH)-
I-MeTuma T |aneTaMu.

YkazaHHOE B 3arJIaBUH COCIMHEHUE MOJIyJau M0 METOIMKE, aHAJIOTHIHON MeTtoauke ctaanii G u H npu-
Mepa 1, wucnomb3ys TtpeT-OyTi-[(1S)-2-{[1-(5-ruapokcu| 1,3 ]okcazono[5,4-b]mupunna-2-wun)munepuana-4-
nijokcu -1 -MeTmidTHI | KapOamar.

IIpumep 29.

N-[(1S)-3-{4-[6-(nukmonponrIMeTOKCH)- 1 ,3-0eH30KCca30M-2 -Wi |munepa3uH- 1 -} -1 -

METHIITIPOTINI |alleTAMHU.

A) Bers3un-4-{(35)-3-[(TpeT-OyTOKCHKAapOOHMIT)aMHHO |0y THII } THIICpa3HH- | -kKapOOKCHIIAT.

K pactBopy Tper-0yTHn-[(1S)-3-runpoxcu-1-merunnponmi|kapbamara (1,00 r) n TpumaTHinamuna (1,47 min)
B TI'® (15 mu) mobasnsum Metancynbhonmxiopua (0,614 M) 1 cMech nepeMelInBalIi IpU KOMHATHOW TeM-
neparype B TeueHue 15 muH. K peakiimonHo# cMecn 100aBIIsIN HACBHIIIEHHBIH BOHBIM pacTBOp rHapokapOoHa-
Ta HaTPUs M SKCTParupoOBAIN CMECh JTHJAETaToM. [1oydyeHHBIH OpraHMYecKHi CIIOW BBICYIIMBAIN Hall 0e3-
BOJIHBIM CYJIb(}HAaTOM MAarHWs ¥ BBITAPHUBATH PACTBOPHUTENb IPU MOHUKCHHOM JIaBJICHUU. PacTBOP MOIy4EeHHOTO
octarka, oen3mn |-munepasuakapookcwmiara (1,75 r) u tpudtrnamuna (1,48 m) B8 IMPA (15 mim) mepemerun-
Banu ipu 60°C B TedenHwue 3 4. PeakImoHHyI0 CMeCh pa30aBIIsIN STUIIAIETATOM, IIPOMBIBAIIN HACHIIIICHHBIM pac-
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TBOPOM COJIM ¥ BBICYIIMBANH Haj OC3BOJHBIM CyIh(aToM MarHus. PacTBOpHTENb BEHITAPUBAIHU MPHU MOHIKCH-
HOM [IaBJICHUM M TOJYYCHHBIH OCTAaTOK OYHMINAIM KOJIOHOYHOM Xpomarorpaduedl Ha cunukarene (Tek-
CaH/PTUIIAIETAT), IoNy4asl yKkazaHHoe B 3ariaBuu coeaunenne (1,10 r).

MC (ESI+): [M+H]" 392.4.

B) N-[(1S)-3-{4-[6-(uukIOTIPOTIIIIMETOKCH)- 1 ,3-0€H30KCa30-2-MiI |TuTiepa3uH- 1 -m} -1 -
METHIITIPOTINI |alleTAMHU.

K pactBopy 6en3mi-4-{(3S)-3-[(Tper-OyTokcuKapOOHMIT)aMUHO |0y THI } TuTiepa3uH- 1 -kapookcmmara (1,10
r) B 3Ta”oie (10 ) nobasmsm 10% nmamnanuit-sa-yrie (1,50 T) 1 nmepemMenInBaiy cMech IpU KOMHATHOH TeM-
neparype B Teuenue 30 MuH B atMocdepe Bogopona. Peakironnyio cMmech GpuibTpoBany U (GuIIbTpaT ynapusa-
JIM TP TIOHWKEHHOM JaBJICHNH, noiy4as TpeT-0yTui-[(1S)-1-merun-3-(nunepasus- 1 -wi)nponwi Jkapbamar. [1o
meronuke craauit F-H nmpumepa 1 u ucnonb3yst moirydeHHOE COEAMHEHUE, OCYIIECTBISIIM CHHTE3 YKa3aHHOTO B
3arjlaBuy COETUHEHHUS.

ITpumep 30.

N-[2-({1-[6-(umknonponuIMeTOKCH)-1,3-0eH30KCa3051-2- 1T |IUPPONTUANH-3 -1 } OKCH)-1 -

METHIIDTHIT |alleTAMHI.

YkazaHHOE B 3aTJIaBUH COCIMHEHHUE ITOIYYaIH [0 METOIHNKE, aHAIOTHYHOW METOANKAM CTaaIuu A TIpuMepa
4 u 3atem craauii C-J mpumepa 5, HCTIONB3ys TPET-0yTHII-3-THAPOKCHTTUPPOIAANH- | -KapOOKCHIIAT.

ITpumep 31.

N-[(1S)-2-({1-[6-(1uknonIpOTHIMETOKCH)- | ,3-0€H30KCa301-2-MIT |TUTIEpUINH-3- 1T } OKCH)- | -

METHIIDTHIT |alleTAMHI.

VYkazaHHOE B 3arjiaBUM COCJUHEHHE MOIY4Yalld 10 METOAMKE, aHAIOTUYHOU MeTtoaukam craauii B, C, F, G
u H npumepa 1, ucnons3yst 3-ruApOKCUMUPUANH.

ITpumep 32.

N-[(1S)-2-({1-[5-(muxnonpormamerokcu)[ 1,3 Jokcazomno[5,4-c [mupuanH-2 -1 |Tue puIuH-4-11 } OKCH)- 1 -
METHJIITHII |alleTaM U,

A) 5-BpoM-2-(IIUKIOTIPOTTHIIMETOKCH ) TAPHIHH.

K pactBopy muxmnonponuimeranona (0,89 mr) B IM®A (30 mi1) noGasisuid Tuapua HATpHs (B Macie,
60%, 440 mT) 1 IepeMeIINBaIN CMeCh P KOMHATHOH Temrieparype B Tedenne 10 muH. K 3T0i cmecu no6aB-
nsimm 2,5-nmuopommupuaud (2,00 ) 1 nepememuBanu cMech pu 70°C B Tedenne 1 4. J[oGaBisu BOIY U 9KCT-
parupoBai cMech dTHnaneraToM. OpraHndecKuil c10i JBakIsl IPOMBIBAN HACHIIIIEHHBIM PAaCTBOPOM COJIU H
BBICYIIMBAIN HaJ O€3BOTHBIM CyIh(paToM MarHus. PacTBOpHTEeNs BBEIIAPUBAIN NPH HMOHIKEHHOM IaBICHUH U
MOJYYCHHBIH OCTaTOK OYMIIAINM KOJIOHOYHOH Xpomarorpadueil Ha cuimkarese (TeKCaH/dTHIIALETar), IMoirydas
yKa3aHHOE B 3arjiaBuu coequHenue (1,88 r).

'H SIMP (CDCl3) & 0,31-0,36 (2H, m), 0,58-0,64 (2H, m), 1,20-1,33 (1H, m), 4,09 (2H, 1, J=7,2 T'), 6,68
(1H, x, J=9,5 '), 7,63 (1H, nx, J=8.9, 2,5 T'm), 8,16 (1H, n, J=2,3 I'm).

B) 6-(1IuKI0TIpONHIMETOKCH ) TAPHTUH-3-0JT.

K pactBopy 5-06pom-2-(umknonponmamerokcu)nupuanaa (1,88 r) 8 TT'® (15 M) npu -78°C nobasisiim
1,6 M pactBop H-OyTminTHS B rekcade (7,25 M) ¥ IepeMelInBaIi CMECh IPY TOH JKe TeMIIepaType B TeUCHHUE
20 muH. K pactBopy mob6asismu Tpumetwinbopan (1,29 mi) u nepememmBaiu cMech nipu -78°C B Teuenue 30
MuH. Temneparypy peakimmoHHOH cMecu moBbimann 10 0°C, 106aBisii K HEH BOJAHBINA PACTBOP MEPOKCHIA BO-
nmopona (30%, 5 M) m 8 M BoaHBIH pacTBOp TuApokcuaa HaTpus (1,55 M) u mepemMenInBaIl CMeCh B TCUCHHE
15 muH. K peakiioHHOW cMecH T00aBISsITA BOY, IBaXIbl SKCTPArupoBalid CMECh dTHIIAIIETATOM M 00hEeTMHEH-
HBI OpTaHWYEeCKUH CJION BBICYIIHMBAIHM Hall 0€3BONHBIM Cyib(haTOM MarHusA. PacTBOpUTENs BHITapHBAIN HpU
TIOHM)KEHHOM JIaBJICHUW M OYHINAIN TTOJyYeHHBIH OCTaTOK KOJIOHOYHOW XpoMaTorpaduei Ha cuiukaresie (Tek-
CaH/3TUIIAICTAT), TONyYasi yKa3aHHOE B 3ariiaBUu coeanHeHue (855 mr).

'H SIMP (CDCl5) & 0,30-0,35 (2H, m), 0,57-0,63 (2H, m), 1,19-1,32 (1H, m), 4,04 (2H, 1, J=6,8 T'), 5,59
(1H, ymr.c), 6,69 (1H, x, J=9,5 I'n), 7,19 (1H, nx, J=8,9, 3,2 I'n), 7,74 (1H, 1, J=2,7 I'n).

C) 2-(LIMKI0npONMIMETOKCH )-5-(METOKCUMETOKCH ) TUPHIHH.

K cycnensun 6-(IIMKIJIONPOIMIMETOKCH ) IUPHANH-3-01a (855 Mr) u kap6onata kanus (1,44 mr) B JIMDA
(15 M) nOGaBISIM XJIOPMETHIMETHIIOBBIH 3¢up (0,635 M) N mepeMeInBaii CMech P KOMHATHOM TemIiepa-
Type B TedueHue 1 4. K peakimoHHO# cMecH J0OaBIsUIH BOAY M 3KCTParupoBajiy cMech dTuianeTatoM. Opranu-
YECKHH CIIOW ABaXKIBI MPOMBIBATIN HACHIIIEHHBIM PACTBOPOM COJIM M BRICYIIMBAJIN HaJ 0€3BOJHBIM Cyib(aTrom
MarHus. PacTBopuTens BBRIAPUBAIN NPY NOHIKEHHOM IABJICHUH M TIOJTYYEHHBIH OCTATOK OYMINAIH KOJOHOY-
HOW Xpomarorpadueil Ha cuimkareie (TeKCcaH/dTUIIANETaT), MoMydas yKa3aHHOE B 3arjaBUM coenuHeHue (789
MT) B BHJIE Maclia.

'H SIMP (CDCl5) & 0,31-0,36 (2H, m), 0,57-0,63 (2H, m), 1,22-1,32 (1H, m), 3,49 (3H, ¢), 4,07 2H, 1,
J=7,2Tn), 5,09 (2H, ¢), 6,71 (1H, 1, J=9,1 I'n), 7,33 (1H, ax, J=9,1, 3,0 ['m), 7,92 (1H, &, J=3,0 I'm).

D) 2-(IIuk10mponuiIMeTOKCH ) -5 -(METOKCUMETOKCH ) TUPUANH-4-KapOOHOBAsT KHCIIOTA.

K pacrBopy 2-(UMKIONPONMIMETOKCH)-5-(MeTokcumeToken)upuanHa (1,41 r) B TT'® (15 mur) npm -78°C
nob6asismu 1,6 M pactBop H-OyTHIUINTHS B TekcaHe (6,3 M) ¥ TepeMenInBaIi CMECh TIPH TOH e TeMIieparype
B Tedenue 30 muH. TemmnepaTypy peakIMOHHOM CMECH TOBBIIIAIH 10 KOMHATHOM, IPOIyCKast Yepe3 Hee ra3oo0-
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pasHblii quokeun yraepoaa. Jobasmsum 1 M xiopucto-Bogopoanyto kucioty (10 Mi1) n 3KcTparupoBaiu cMech
sTwnaneraToM. OpraHn4ecKlid CII0H MPOMBIBAJIM HACHIIICHHBIM PAacTBOPOM COJIM M BBICYLIMBANIM HaJl 0€3BOJ-
HBIM Ccynb(haToM MarHus. BeimapuBanm pacTBOPUTENH NPH MOHIKEHHOM JIaBJICHUN M MOJTYYEHHOE TBEPAOE Be-
MIECTBO MPOMBIBATH TUHU30TPOITMIIOBEIM dPHUPOM U TEKCAHOM, TTOJTydasl YKa3aHHOE B 3arjaBuu coequHerue (810
MT).

MC (ESI+): [M+H]" 254.3.

E) tpeT-ByTnin-[ 2-(IukIonponuamMeToKcH)-5-(METOKCHMETOKCH ) TUpUANH-4 -1 |[kapOaMmar.

K pacTtBopy 2-(IHKJIOTPONMUIMETOKCH )-5-(METOKCUMETOKCH )ITUPUANH-4-KapOOHOBOM KUCIOTHI (810 Mr) B
TpeT-0yTHioBoM crimpre (16 M) moGasmsum nudenmipochopunazuz (0,831 mir) u N,N-qunzonponuidTHiIaMuH
(0,669 M) M KMIATUIN CMECh C OOPaTHBIM XOJOAWIEHUKOM B TeueHne 11 4. PacTBopurenb BbIapuBay mpu
MOHIKEHHOM JIaBJICHUH, K OCTAaTKy J00aBIISUIN HACHIICHHBIH PacTBOP COJIM M SKCTPAarupoBajd CMECh dTHIIALe-
taroM. [loy4eHHbIH OpraHuuecKuii CIIOH MPOMBIBAIM HACBHIIIEHHBIM PACTBOPOM COJIM M BBICYIIMBAIM Haj Oe3-
BOJIHBIM CyJb(aroM MarHus. PacTBOpHUTENb BIMAPHBATH MPH MOHMKEHHOM JIABJICHUW M MOJYYCHHBIA OCTaTOK
OUMIIAIM KOJOHOYHOW Xpomarorpaduell Ha cuiMkareie (TeKcaH/3THIIalleTar), Moitydasl yKa3aHHOE B 3aryiaBUH
coenuuenue (737 mr).

'H SIMP (CDCl3) & 0,26-0,41 (2H, m), 0,49-0,65 (2H, m), 1,13-1,36 (1H, m), 1,53 (9H, ¢), 3,51 (3H, c),
4,03 (2H, n, J=7,2Tn), 5,13 (2H, ¢), 7,20 (1H, ¢), 7,52 (1H, ¢), 7,85 (1H, c).

F) 5-(HuxnonporunmeTokcn)[ 1,3 ]okcazomno[5,4-cmupuanH-2-THOI.

Cmech TpeT-0yTHiI-[2-(IIUKIOMPONMIMETOKCH )-5 -(METOKCUMETOKCH ) TUpuIrH-4 -1 [kapbamara (737 mr), 6
M xnopucto-Bogopoaroi KucaoTs (0,75 mi) u TI'D (4 mu) mepememmBany npu 45°C B Teuenne 1 4. Peaku-
OHHYIO CMECh TIOAIIENIAYNBaIN BOJHBIM PaCTBOPOM THAPOKapOOHATa HATPHUS M IKCTPAruPOBAIN STHIIAIICTATOM.
[Nomy4eHHBIH OpraHUYeCKU CIIOH MPOMBIBAJIM HACBIIIIEHHBIM PACTBOPOM COJIM M BBICYIIMBAIM HajJ OE3BOTHBIM
cynbhaTom MarHus. PacTBopuTesnp BeIAPHBAIM NP MOHIKEHHOM JIaBJICHHU W TIOJIyYEHHBIH OCTaTOK HCIIOJb-
30BaJI B CIIETyIOIIEH cTaluy peakuy O0e3 TOTOITHUTEILHON OUMCTKH.

K ocTatky, moy4eHHOMY OMUCAHHBIM BEIIIIE CIOCOOOM, MOOABIILIH dTHIACTAT (2 M), METaHOI (8 M) u
4 M XJI0puCTBIH BOIOPO/STHIALETAT (5 MII) U MEepeMelINBaIn CMech ITPH KOMHATHOHM TeMIeparype B TCUCHHUE
Hout ¥ npu 40°C B TeueHue | 4. PacTBopuTens BeIMapuBail NP MOHIKEHHOM JABJICHUH U MOTYYEHHBIH OCTa-
TOK HMCITOJIF30BAJH B CIEAYIOUICH CTaINU PEakiiy Oe3 TOTMOIHNTEIHHON OYNCTKH.

K ocTarky, mosrydeHHOMY OMHMCAHHBIM BBIIIE CIIOCOOOM, M0OaBISUTH STaHOM (7 MIT) M STHJIKCAHTAT Kaus
(1,45 1) ¥ KUIATHIA CMECh ¢ 0OpPaTHBIM XOJOIWILHUKOM B TeueHue 2 4. K peaknuonHoit cmecu mobapisum 1 M
XJIOPHCTO-BOJOPOHYIO KUCIOTY (9 MIT) M BBIIEHMBIIEECS TBEPAOE BEIMIECTBO COOUpanu (pUIbTpOBaHUEM, TIOITY-
gas yKazaHHOE B 3arjaBuu coeanHenue (238 mr).

'H SIMP (IMCO-dg) 8 0,09-0,41 (2H, m), 0,41-0,64 (2H, M), 1,10-1,36 (1H, m), 4,08 (2H, 1, J=6,8 T'n),
6,59 (1H, ¢), 8,22 (1H, ¢), 14,07 (1H, ym.c).

G) tper-byrun-[(15)-2-({1-[5-(uuknonpomunmeTokcu)|[ 1,3]okcazomno[S,4-c |nupunuH-2-mi [ TunepuanH-4-
W} OKCH)- 1 -MeTmTIII [KapOaMart.

CMmech 5-(muxnonpormiMerokcn)| 1,3 ]okcazono[5,4-cJmupuann-2-trona (238 wmr), metmwmiioguna (0,101
M), kKapOoHara kanus (442 mr) u JIM®A (3 mur) nepememnBany 1pu KOMHAaTHOW Temreparype B TeueHue 10
MHH. PacTBOopHTENs BBINApPUBAIN NMPU MOHWKCHHOM JIABJICHHH U TTOJYYEHHBIH OCTAaTOK HMCIOJIB30BalM B Clle-
JYIOIIEH cTaauu 0e3 TOTOTHUTEILHOW OYHCTKH.

K ocrarky, mogyd4eHHOMY OIHUCAHHBIM BBIINIE CIIOCOOOM, Jo00aBmsu TpeT-OyTrii-[(1S)-1-meTmn-2-
(munepuana-4-mnokcu )3t |kapoamat (303 mr) u JIM®DA (3 M) u nepememuBamu cMmech ipu 90°C B TeueHune
2 4. K peakunoHHON cMecH JOOaBIISIIN HACBHIIIIEHHBIA PACTBOP COJM M CMECH JIBAXKIIBI SKCTPArHPOBAIH STHIIAIIC-
taToM. [ToydeHHBIe OpraHmYEecKUe CIION OOBEIMHSIM, IIPOMBIBAN HACHIIICHHBIM PAaCTBOPOM COJIHM M BBICYIIH-
BaJM HaJ 0€3BOAHBIM Cynb(aToM Marausa. PacTBopuTeNb BRIIAPUBAIN IIPH MIOHIKEHHOM JABIICHUU U MOTy4YeH-
HBIIf OCTATOK OYMINANN KOJIOHOYHOW Xpomartorpadueil Ha crinkarese (TeKcaH/3Thiialerar), mojayydast ykazaHHoe
B 3aryIaBuM coequHeHue (328 mr).

MC (ESI+): [M+H]" 447 4.

H) N-[(1S)-2-({1-[5-(uuknonponuiameTokcu)[ 1,3 Jokcazono[5,4-c|mupunuH-2 -1 | TuInepuguH-4 -1l } OKCH)-
I-MeTuma T |aneTaMu.

K  tper-Oyrun-[(1S)-2-({1-[5-(uukmonpomunmeTokcu)|[ 1,3]okcazomno[ 5,4-c |nupunuH-2-mi [ TunepuanH-4-
Wi} okcH)- 1 -mMetrmaTun [kapbamaty (328 mr) gobasmsumd 2 M XJIOPUCTBIH BOJAOpOI/MeTaHOM (4 MIT), TTOJydeH-
HYI0 CMECh IepEeMEIINBaN P KOMHATHOH TemmnepaType B TeueHne 10 MuH u KoHIeHTpupoBanu. K ocratky
no0aBsH TUpUIUH (4 MiT) U yKeycHBIH anruapua (0,5 MIT) U mepeMeIrBaii CMeCh P KOMHATHON TeMIlepa-
Type B T€UeHHE 5 MHUH. PeakIoHHYI0 cCMeCh KOHIIEHTPHUPOBAIH, K OCTaTKy JAOOABISIIM HACHIIICHHBIN pacTBOp
COJIM W DKCTparupoBalii CMeCh 3TianeTatoM. [lomydyeHHBIH OpraHUYecKUi CJIOW MPOMBIBAIM HACHIIICHHBIM
PacTBOPOM COJIM W BBICYIIMBAJIHM HaJ OE3BOIHBIM CyIb(paToM MarHus. PacTBOpHTENs BHIIAPUBAIN TIPH ITOHH-
JKCHHOM JIaBJIICHHM W TIOJIyYEHHBIH OCTAaTOK OYMINAIM KOJOHOYHOH Xpomarorpadueil Ha cuimkarene (Mera-
Hou/aTHinanerat). [lonydyeHHOE TBEpaOe BELIECTBO MPOMBIBATIH JHU3ONPONMIOBEIM d(PHUPOM, MOJydasi yKazaH-
HOe B 3ariaBuu coequaenue (197 mr).

ITpumep 33.
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N-[(1S)-1-metun-2-({1-[6-(2-meTmmponokcu)-1,3-0eH30KCca301-2-1II |[TUIePUINH-4-
W1} OKCH )3 THJI|alieTaMHK .

A) tpeT-bytnn-[(1S)-1-metmn-2-({1-[6-(2-meTrnmpomnokcH)-1,3-6eH30KCca301-2 -WiT | TATIEpU T H-4 -
W} OKCH )ITHIT |[KapOamar.

K  pactBopy  tper-Oytun-[(1S)-2-{[1-(6-ruapokcu-1,3-6eH30Kca307-2 -1 TUICPUTNH-4-1IT|OKCH } -1 -
MetmTHI[kapOoamara (150 mr) B JIM®DA (5 M) mo6asisimu kapooHaT kamws (210 mr) u 1-foa-2-MeTrimponan
(190 Mr) u cMech TiepeMemuBaIi P KOMHATHOW TeMmIepaType B TedeHue 15 4. PeaknnoHHyto cmech pa3baB-
JSUTA THJIAIETATOM, TIPOMBIBAJIM HACHIIIEHHBIM PAacTBOPOM COJIM M BBICYIIMBAIH Haj OE3BOIHBIM CyIb(aToMm
MarHus. PacTBopuTens BRIAPUBAIN MPU NOHWKCHHOM IABJICHHH U TIOJYYCHHBIH OCTATOK OYHUINAIH XPOMATO-
rpadueil Ha crIrKarene (TeKCaH/3TUIIAICTAT), TONyYasi yKa3aHHOE B 3aryiaBuu coenuHeHue (97 mr).

'"H SIMP (300 MI'n, CDCl3) & 1,02 (6H, m, J=6,8 Tm), 1,18 (3H, x, J=6,8 T'm), 1,45 (9H, ¢), 1,65-1,81 (2H,
m), 1,84-2,01 (2H, m), 2,01-2,17 (1H, m), 3,34-3,62 (5H, m), 3,71 (2H, x, J=6,8 '), 3,75-3,96 (3H, m), 4,57-4,77
(1H, m), 6,75 (1H, nn, J=8,7, 2,3 T'm), 6,87 (1H, 1, J=2,3 I'n), 7,21 (1H, 1, J=8,3 I'n).

MC (ESI+): [M+H]" 448.5.

B) N-[(1S)-1-metnn-2-({1-[6-(2-meTmmpomnokcn)-1,3-6eH30Kca3051-2-1i |nunepuIuH-4-
WJT} OKCH )ITHIT |alle TaM U,
K TpeT-0yTHi-[(1S)-1-metun-2-({1-[6-(2-meTmpornokcn)-1,3-6eH30Kca30I1-2 -1l | TATTePH IHH-4 -

W1} OKCH )ITHI [KapOamaty (97 mr) mobapnsim 4 M XIIOPHUCTHIM BOJIOpO/dTHIANIETAT (5 MIT), TMepeMeIInBan
CMeCh ITPY KOMHATHOM TeMIiepaType B TeueHrue 15 MuH 1 KoHIeHTpupoBaiy. K ocTarky mo6apmnsuin mupuauH (5
MJI) U YKCYCHBIA aHTHAPHUA (5 MIJI) U TIEpeMEIIuBaIl CMEeCh MPU KOMHATHOW TeMIleparype B TedeHue 15 MuH.
PeakunoHHBINH pacTBOpP KOHIIEHTPHPOBAIHN IPHU ITOHIDKEHHOM JaBJICHUH M OCTATOK OYHINAIN XpoMaTorpaduei
Ha CHJIMKAareye (STUIAICTAT/METAHON) W MEPEKPHUCTAILIH30BEIBAIA 3 CMECH 3THIIAICTAT/TEKCaH, IMoJIydas yKa-
3aHHOC B 3arjiaBUU coeauHeHue (52 mr).

'H SIMP (300 MI'ti, CDCl3) & 1,02 (6H, 1, J=6,8 T'm), 1,20 (3H, 1, J=6,8 T'm), 1,61-1,80 (2H, m), 1,98 (3H,
c), 1,89-1,97 (2H, m), 2,02-2,13 (1H, m), 3,39-3,53 (4H, m), 3,53-3,63 (1H, m), 3,71 (2H, n, J=6,4 I'y), 3,83-3,99
(2H, m), 4,11-4,24 (1H, m), 5,55-5,69 (1H, m), 6,75 (1H, nn, J=8,5, 2,5 T'w), 6,87 (1H, 1, J=2,3 '), 7,22 (1H, &,
J=8,3 T'm).

T.mn. 103-105°C.

Jlannble ananmza. Berancneno s C, HsN3;O4: C, 64,76; H, 8,02; N, 10,79. Haiineno: C, 64,70; H, 8,12;
N, 10,62.

[Tpumep 34.

N-[(1S)-2-({1-[6-(1mukn00yTHIMETOKCH)- | ,3-0€H30KCa301-2 -MIT |TUTIEpUINH-4 -1} OKCH)- 1 -

METHIIDTHIT |alleTAMHI.

A)  Ttper-bytmin-[(1S)-2-({1-[6-(1ukn00yTHIMETOKCH)- | ,3-0€H30KCa3071-2 - 1T |TUTICPUTUH-4 1T } OKCH)- 1 -
METHIITHII |[KapOamar.

K  pactBopy  tper-OyTmi-[(1S)-2-{[1-(6-rumpokcu-1,3-0eH30KCa301-2-1T)TUTICPUIAH-4-1IT | OKCH } - 1 -
metwndTWI|Kapobamara (200 mr) B JM®PA (5 mu) noGaemsmm kapOonar kamust (210 mr) wm (floame-
Tan)uukno0ytan (150 Mr) 1 cMech nepeMenInBaIn Ipy KOMHATHOH Temeparype B Teduenue 15 4. JloGasmsumn x
peakironHol cMecu kKapOoHat kanus (210 mr) u (foamermn)uukinooyTtaH (150 Mr) u cMech epeMelInBaIl MPU
KOMHATHOU TeMIlepaType B TeucHHEe 15 4. PeakMoHHYI0 cMech pa30aBIlsId 3THIANECTATOM, IPOMBIBAIN HACHI-
IIEHHBIM PAcTBOPOM COJIM M BRICYIIMBAIN HaJl OE3BOTHBIM CylIb(paToM MarHua. PacTBopuTens BhITapuBaiu Ipu
MOHI)KCHHOM JaBIICHUM W TIOJNydeHHBI OCTaTOK OYMINANH Xpomarorpadueii Ha cuimkarene (Tek-
CaH/PTHIIAIETAT), TIoNy4asl yKa3aHHOe B 3arjaBuu coeaunenue (130 mr).

'H SIMP (300 MI'u, CDCLy) & 1,18 (3H, 1, J=6,8 '), 1,45 (9H, c), 1,61-1,80 (2H, m), 1,80-2,03 (6H, M),
2,08-2,27 (2H, m), 2,59-2,91 (1H, m) 3,31-3,69 (5H, m), 3,76-3,92 (3H, m), 3,92 (2H, n, J=6,8 I'm), 4,52-4,76
(1H, m), 6,75 (1H, nx, J=8,7, 2,3 I'ny), 6,87 (1H, 1, J=2,3 T'y), 7,21 (1H, g, J=8,3 T'm).

MS (ESI+): [M+H]+ 460,5.

B) N-[(1S)-2-({1-[6-(1uKI00yTHIMETOKCH)- | ,3-0CH30KCA30II-2 - 1T | TUTICPUHH-4 - 1T } OKCH)- 1 -
METHIIITHI |al[eTAMUJI.

K tpet-0yTri-[(1S)-2-({1-[6-(uukm00yTHIMETOKCH)- 1 ,3-0eH30KCa30-2- 11 [ TUNCPUANH-4 -1 } OKCH)-1 -
MeTwndTWI|Kap6amary (130 mr) nobasmstin 4 M XJIOpHCTBII Bogopo/sTHIaneTaT (5 Mi1), IepeMelInBaIi CMECh
MpY KOMHATHOW TeMIIepaType B TeUeHUe 15 MUH 1 KoHIIeHTpupoBand. K ocraTtky mo0aBisuty mupuaud (5 M) u
YKCYCHBIH aHruApuA (5 MII) U cMech NepeMENINBAIN P KOMHATHOM Temneparype B Tedenue 15 muH. Peakun-
OHHYIO CMeCh KOHIIEHTPHUPOBAIIM MIPH IMTOHIDKEHHOM JAaBJICHUH, OCTATOK OYWINAIM XpoMaTorpaduel Ha CHINKa-
rese (dTHIIANETAT/METaHOI) U MEePEKPUCTAIUITM30BBIBATIM M3 CMECH JITHIIAIETAT/TeKCaH, IMoJiydas yKa3aHHOe B
3arnaBum coequaenue (73 mr).

'H SIMP (300 MI'u, CDCLy) & 1,20 (3H, 1, J=6,8 I'n), 1,63-1,79 (2H, m), 1,81-1,97 (6H, m), 1,98 (3H, c),
2,07-2,22 (2H, m), 2,66-2,87 (1H, M), 3,35-3,64 (5H, m), 3,76-3,97 (2H, m), 3,92 (2H, n, J=6,8 I'm), 4,07-4,28
(1H, m), 5,53-5,72 (1H, m), 6,76 (1H, nx, J=8,7, 2,2 Tm), 6,87 (1H, 1, J=2,3 T'm), 7,21 (1H, 1, J=8,7 'm).

Jlanneie ananuza. Berancieno s C,Hs N304 C, 65,81; H, 7,78; N, 10,47. Hatineno: C, 65,69; H, 7,71;
N, 10,47.
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ITpumep 35.

N-[(1S)-2-({1-[6-(2-muKsIonpOnMIATOKCH)- 1 ,3-0eH30KCa301-2 -1 |mUIepuaAnH-4-1i } OKcH)- 1 -
METHIID THIT |alleTAMHI.

A) Ttper-bytmin-[(1S)-2-({1-[6-(2-ukmonmponmuIdTOKCH)- 1 ,3-0€H30KCa3071-2 - 1T |TUTIepUINH-4-1T } OKCH )- 1 -
METHWIIDTHII|[KapOamar.

K pactBopy 2-muknonponumatanona (550 mr) B TT'® (10 mur) mobasismu TpudTiiiamMu (0,80 mim) u Me-
tancynbhormxIopun (0,50 M) 1 IepeMenTuBail CMeCh TP KOMHATHOH TemIieparype B TedeHue 30 MuH. Pe-
aKIIMOHHYI0O CMeCh JIO0aBIsIM K  cycneH3un  TpeT-OyTui-[(1S)-2-{[1-(6-rugpokcu-1,3-6eH30Kkca30m-2-
W) TMIEepUINH-4-1i1|oKen } -1 -MeTumaTii [kapbamara (250 mr) n kap6onara kamus (1,8 r) B IM®PA (10 mn) u
CMecCh TepeMEeIINBaIN PU KOMHATHOHM TeMmIeparype B TedeHue 15 4. PeakumoHHYyr0 cMech pa30aBisuid STHII-
aleTaToM, IPOMBIBAIM HACHIIICHHBIM PAacTBOPOM COJIM M BBICYIIMBAJIM HaJ OE3BOIHBIM CYIb()ATOM MarHus.
PacTBopuTeNs BRITApUBAIIH IIPY TIOHWKEHHOM JIAaBJICHUHU U MOJIYYEHHBIH OCTaTOK OYMINAIM XpoMaTorpaduei Ha
cuimKarese (TeKcaH/3TUIaIeTar), oay4das yka3aHHoe B 3aryiaBuu coenuaenue (190 mr).

'H IMP (300 MI', CDCls) & 0,05-0,15 (2H, m), 0,44-0,56 (2H, m), 0,70-0,93 (1H, m), 1,18 (3H, 1, J=6.8
I'm), 1,45 (9H, c), 1,58-1,82 (4H, m), 1,84-2,02 (2H, m), 3,32-3,52 (4H, m), 3,52-3,66 (1H, m), 3,74-3,95 (3H, m),
3,96-4,08 (2H, m), 4,66 (1H, ym1.c), 6,76 (1H, ax, J=8,5, 2,5 '), 6,88 (1H, &, J=2,3 I'n), 7,22 (1H, 1, J=8,7 I'm).

MC (ESI+): [M+H]" 460.5.

B) N-[(1S)-2-({1-[6-(2-nuKIOTIPOTIIATOKCH)- | ,3-0eH30KCa3071-2 - 1T |TUTICpUINH-4 -1 } OKCH )- 1 -
METHIID THIT |alleTAMHI.

K  Tper-6yTmn-[(1S)-2-({1-[6-(2-mukmonponuidToKCcH)- 1,3-6eH30Kca3071-2 -1 |TUIepUINH-4-11 } OKCH )- 1 -
MeTm T [kapoamary (190 mr) mo6asisimy 4 M XITOpUCTBIA BOAOPOI/dTHIANIETAT (5 MIT), CMECh TIEpEMEITHBAITN
IpY KOMHATHOH TemIiepatrype B TeueHue 15 MuH n koHueHTpupoBaiu. K ocrarky nobasmsimm mupunus (10 mur)
U YKCYCHBIN aHTHApUA (5 MII) U NepeMeIIuBalId CMeCh IPU KOMHATHOH Temmeparype B TeueHue 15 muH. Peak-
IIHOHHYIO CMECh KOHIIEHTPHPOBAIN NPH TIOHWKEHHOM JaBJIEHHH, OCTaTOK OYHINAIN XpoMarorpaduel Ha CHIIH-
Karene (3THJaLeTaT/METaHoJ) U MEePEeKPUCTAIUTM30BBIBAIA M3 CMECH JTHIIAlleTaT/TeKCaH, IoyTydast yKa3aHHOE B
3arjiaBuM coeuHeHue (43 mr).

'H IMP (300 MI', CDCls) & 0,04-0,17 (2H, m), 0,37-0,54 (2H, m), 0,71-0,95 (1H, m), 1,20 (3H, 1, J=6,8
I'm), 1,62-1,81 (4H, m), 1,83-1,96 (2H, m), 1,98 (3H, ¢), 3,40-3,52 (4H, m), 3,52-3,62 (1H, m), 3,84-3,97 (2H, m),
4,02 (2H, T, J=6,8 T'nm), 4,08-4,25 (1H, ™), 5,52-5,70 (1H, m), 6,77 (1H, ox, J=8,7, 2,3 I'n), 6,89 (1H, n, J=2,7
I'm), 7,22 (1H, g, J=8,3 I').

Jlannbie ananmza. Beruncneno s C,Hs N304 C, 65,81; H, 7,78; N, 10,47. Hatineno: C, 65,71; H, 7,91;
N, 10,49.

ITpumep 35a.

N-[(1S)-2-({1-[6-(2-nmKIOoTTPONIIATOKCH)- 1 ,3-0eH30KCa301-2 -1 |TUIepUANH-4 -1 } OKCH )- 1 -

METHIIITHII |alleTaM U,

K tper-0yrnn-[(1S)-2-({1-[6-(2-unkionponuisTokcn)-1,3-6eH30Kca3051-2-1i1 |IunepuInH-4-1i1 } OKCH)- 1 -
MeTWTWI|Kapoamary (5,84 r) nobasisum 4 M xmopuctsiii Bogopo/stinanetat (50 M), mepeMennBai cMech
IpY KOMHATHOH TemIlepatrype B TeueHue 15 MuH n koHueHTpupoBaiu. K ocrarky nobasisimm mupunus (50 mur)
U yKkcycHbIl anruapun (50 M) u cMech epeMelIBaIl Ipyu KOMHAaTHOM TeMiepatype B TeueHue 20 MuH. Peak-
IIHOHHYIO CMECh KOHIIEHTPHPOBAIN IPH TIOHWKEHHOM JaBJICHHH, OYHIIAIN OCTATOK XpoMarorpaduel Ha CHn-
karese (NH, sTmmameraT/rekcan) U MepeKpUCTAIUTM30BBIBAIN U3 CMECH dTHIIAIeTaT/TeKacaH, Moaydas yKa3aH-
HOe B 3arjaBuu coeauHenue (3,83 1) B Bue OeIbIX KPUCTAIIIOB.

'H SIMP (300 MI'u, CDCl;) 8 0,08-0,16 (2H, m), 0,40-0,56 (2H, m), 0,77-0,95 (1H, M), 1,20 (3H, 1, J=6,8
I'm), 1,60-1,78 (4H, m) 1,86-2,03 (5H, m), 3,32-3,66 (5H, m), 3,82-3,97 (2H, m), 4,02 (2H, T, J=6,6 T'n), 4,10-4,26
(1H, m), 5,67 (1H, ym.c), 6,77 (1H, nn, J=8,5, 2,4 T'n), 6,89 (1H, 1, J=2,3 I'n), 7,22 (1H, m).

Jlannbie ananmza. Berancieno s C,Hs N304 C, 65,81; H, 7,78; N, 10,47. Hatineno: C, 65,79; H, 7,81;
N, 10,47.

T.m. 99,3-99,6°C.

ITpumep 36.

N-[(1S)-2-({1-[6-(uk00yTHIOKCH)- 1 ,3-OeH30KCa30-2- I [TUICPUIAH-4 -1 } OKCH)- 1 -

METHJIITHII |alleTaM U,

A) tper-bytni-[(1S)-2-({1-[6-(unkia00yTHIOKCH)-1,3-0eH30KCa301-2-WIT | IHTIepUANH-4-11J1 } OKCH)- 1 -
METWIDTHII|Kapbamar.

K  pactBopy  tper-Oytun-[(1S)-2-{[1-(6-ruapokcu-1,3-6eH30KCca307-2 -1 ) TUICPUTNH-4-FIT|OKCH } -1 -
MetmdTHI [kapOoamara (500 mr) B JIMDA (5 mn) nobasnsumm kapOoHat ne3us (1,7 r) u 6pomrmkiiodyran (265
MT') ¥ CMECh MTepEeMeIMBaIN P KOMHATHOH Temmieparype B Tedenue 15 4 u npu 60°C B Tedenue 3 4. Peakmm-
OHHYIO CMECh pa30aBIIsUIN ITHIALIETATOM, IIPOMBIBAIIN HACBIIIEHHBIM PACTBOPOM COJIM U BHICYIIMBAIM Haj 0€3-
BOJHBIM Cynb(haToM MarHus. PacTBOpuTENb BBHIIAPUBAIN NP HOHIKECHHOM JAaBICHUHU U MOJIYYEHHBIH OCTaTOK
OuMIIaIK XpoMarorpadueil Ha cuimkarese (reKcaH/3THIIalleTar), Mojdydasl yKa3aHHOE B 3arjlaBUM COCJINHEHUE
(378 mr).

MC (ESI+): [M+H]" 446,6.
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B) N-[(1S)-2-({1-[6-(uuKn0oOyTHIOKCH)- 1,3 -0 H30KCa301-2- 1T |TUIePU IH-4 11 } OKCH)- 1 -
METHJIITHII |alleTaM U,

VYkazaHHOE B 3arJIaBUM COCAMHEHHUE MOTYYalli [0 METOAMKE, aHAJTOTUIHON MeToauke cTaxun H mpuMepa
1, ucnome3yst TpeT-0yTHi-[(1S)-2-({1-[6-(1K100yTHIOKCH)- 1 ,3-0eH30KCa30-2-MIT |TUTIEpUINH-4- 1T } OKCH)- 1 -
METHIIDTHII |[KapOamar.

ITpumep 37.

N-[(1S)-2-({1-[6-(1tuknonpoTHIMETOKCH)-5-)TOp-1,3-6€H30THA30I-2-HJI | TUTIEPUIHH-4-1J1 } OKCH)- 1 -
METHIIDTHIT |alleTAMHI.

A) 1-(Iuknonponunmerokcn)-2-GpTop-4-HATPOOESH30II.

VYka3aHHOE B 3aIJlaBUU COEIMHEHUE MOJIyYaln M0 METOIUKE, aHAJIOTHYHON cTagun G npumepa 1, ncrois-
3yst 2-¢Top-4-HUTpOdEHOI.

'H SIMP (300 MI', CDCl3) & 0,36-0,47 (2H, m), 0,66-0,76 (2H, M), 1,29-1,39 (1H, M), 3,99 (2H, 1, J=7,2
I'm), 7,00 (1H, T, J=8,4 T'm), 7,98-8,06 (2H, m).

B) 4-(LluknonpomnmimMeTokcn)-3-(hTopaHHUIHH.

Cycniensuto 1-(IuknonponuimMeTokcn)-2-¢prop-4-autpodensona (18,3 1) u 5% namnagus-Ha-yrie (conep-
xkamero 50% Boapl, 1,84 1) B metanone (289 M) mepeMemmBaiy B TedeHUE 3 9 B atMocdepe Bomopona. Peak-
IIUOHHYIO CMeCh (PrIbTpOBaH U (IIIBTPAT KOHIICHTPUPOBAIH MIPH TOHMKEHHOM JIaBIICHUH, TOTy9as YKa3aHHOE
B 3aryaBum coenunenue (15,2 1).

'H SIMP (300 MI'u, CDCLy) & 0,26-0,36 (2H, m), 0,54-0,66 (2H, M), 1,20-1,30 (1H, m), 3,50 (2H, yur.c),
3,78 (2H, 1, J=7,2 I'n), 6,34-6,37 (1H, m), 6,46 (1H, nx, J=12,4, 2,4 I'ny), 6,80 (1H, T, J=8,8 I'm).

C) 2-Xnop-6-(IIUKIOMPOMHIMETOKCH)-5-(Top-1,3-66H30THA3OJI.

VYkazaHHOE B 3arjlaBHH COCAMHEHHE IONydald MO METOAMKE, aHAaJOTMYHOW MeToaukaM cTtagmii A u B
npumepa 16, ucronb3ys 4-(IAKIOMPOIIMETOKCH )-3 - TOpaHuITHH.

'H SIMP (300 MI', CDCl3) & 0,33-0,45 (2H, m), 0,63-0,75 (2H, m), 1,29-1,43 (1H, M), 3,92 (2H, 1, J=6,8
I'm), 7,27 (1H, 0, J=7,2 T'n), 7,65 (1H, x, J=10,8 I'm).

MC (ESI+): [M+H]" 258,1.

D) tper-bytmn-[(1S)-2-({1-[6-(uKIonponuiIMeTokcH)-5-GpTop-1,3-6eH30THA30I-2- T | TUIePUTAH-4 -
W1} OKCH)- 1 -MeTmTIII [KapOaMart.

VYka3aHHOE B 3arJlaBUM COEIMHEHHE IMOJIYyYalId 10 METOJUKE, aHAIOTHYHON MeTonuke cTaguu F npumepa
1, mcnonb3ys 2-X10p-6-(IUKIONPONHIMETOKCH)-5-pTop-1,3-0eH30THA30.

MC (ESI+): [M+H]" 480.4.

E)  N-[(1S)-2-({1-[6-(uukmonponiMeTOKCH )-5-pTop-1,3-0eH30THA30-2 - 1T |TUIIepUINH-4 1T } OKCH)- 1 -
METHIID THIT |alleTAMHI.

YkazaHHOE B 3arJIaBUHM COCAMHEHHUE MOTYYalli [0 METOAMKE, aHAJTOTUIHON MeToauke cTamun H mprMepa
1, ucrionb3ys TpeT-0yTin-[(1S)-2-({1-[6-(uuKIonponuiIMeTokcH )-5-hpTop-1,3-6eH30THA30-2 -1 |[TUTIEpUTTH-4-
W} OKCH)- | -MeTHidTHI | KapOamar.

ITpumep 38.

N-[2-({Tpanc-4-[ 6-(LIUKJIOTPOTIMIMETOKCH)- | -OeH30(ypaH-2-1IT |IUKIIOT €KCHIT } OKCH)- 1 -

METHJIITHII |alleTaM U,

A) Otun-4-{[Tper-0yTnin(an¢ eHNIT)CUINI |OKCH } IIUKIIOTeKCaHKapOOKCHIIAT.

PactBop aTun-4-rugpokcunmkiorekcankapookcmnata (5 r), Tper-oyrui(xnop)audenmicuiana (8,30 M) u
nmuaazona (2,17 r) B IM®A (50 M) nepeMemuBaiy Ipu KOMHATHON TeMIlepaType B TeUeHHEe HOYM. Peakim-
OHHYIO CMECh SKCTPAarupoBajd 3TUJALETATOM U BOAOW. [loydeHHBIN opraHWYecKuil CIOW MPOMBIBAIA HACHI-
IIEHHBIM PAacTBOPOM COJIH, BBICYIIIMBAIM HaJ O€3BOAHBIM CyIh(GATOM MarHUs W KOHIICHTPHPOBAIH IIPH ITOHH-
JKEHHOM nAaBiieHWW. [loydeHHBIH OCTaTOK OYHWINAKM XpoMaTorpadueil Ha cHiauKarese (TeKCaH/dTHIAleTaT),
nmoJrydast yKa3aHHOe B 3arjiaBuu coequHenue (12,2 r).

'H SIMP (300 MT', IMCO-de) & 0,98-1,06 (9H, m), 1,17-1,23 (5H, M), 1,23-1,63 (4H, m), 1,68-1,94 (2H,
M), 2,15-2,38 (1H, m), 3,51-3,95 (1H, m), 4,03-4,09 (2H, m), 7,37-7,46 (6H, m), 7,55-7,65 (4H, m).

MC (ESI+): [M+H]" 411,1.

B) (4-{[rper-ByTni(an¢eHnT)CHITHI | OKCH } TUKIIOTEKCHI)METaHOJI.

K cycnensun nurnitamromunuiiruapuna (1,13 r) B TT® (100 mr) mpu oXi1axJIeHAN JbJOM MEIIEHHO J0-
0aBisTM pacTBOp ST 4-{[Tper-OyTri(udeHu)cmmioKkcH f TuKiIorekcankapookcmiara (12,2 r) 8 TI'® (100
min). PeakumoHnHyro cMech nepemermBany pu 0°C B TeueHHe | 4 U MOCIEAOBATEIBFHO HOOABISUIA K HEH BOJTY
(1,2 M) u 1 M BomusIif pacTBOop ruapokcuaa Hatpus (1,2 mir). CMech epeMenBaIi Npyu KOMHATHOH Temriepa-
Type B TedeHune 30 MUH 1 3aTeM M00aBIsuH K Hel Boay (3,6 mur). CMech mepeMennBay mpyu KOMHATHON TeMIIe-
parype B TeueHHE | 4 M OTAENSIM HEpAaCTBOPHMOE BEIIECTBO (DMIBTPOBAHHEM Uepe3 IETHUT NMPHU HOHIKEHHOM
naBiaeHuH. [lomydeHHBIH OCTAaTOK OYHWINANK XpoMmaTorpadueil Ha cuimkareie (TEKCaH/3THJAIeTaT), MoTydast
yKa3aHHOE B 3arjiaBuu coequHenue (9,38 r).

'H SIMP (300 MI', IMCO-de) & 0,60-0,83 (1H, m), 0,92-1,09 (9H, m), 1,23-1,84 (8H, m), 3,05-3,29 (2H,
M), 3,44-4,00 (1H, m), 4,26-4,41 (1H, m), 7,32-7,48 (6H, m), 7,54-7,67 (4H, m).

C) 4-{[rpeT-ByTrn(audeHnT) CHITHII |OKCH } ITUKIIOTeKCaHKapOaTbAeTH /.
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K pactBopy (4-{[Tper-OyTrn(IudeHIT)CUITHI |OKCH } IIUKIIOTeKCHI)MeTaHona (7,38 T) U TpuITHIaMUHA
(8,37 M) 8 IMCO (50 mur) 100aBisiTi KOMITIIEKC TPUOKCHAA Cephl ¢ MUpUIUHOM (9,56 1). PeakunoHHyto cMech
MepeMeIInBaIN IIPH KOMHATHOH TeMIlepaType B TeUeHHE 3 9 U AKCTParupoBaId JUITHIOBEIM 3(UPOM U BOJIOM.
[TosryueHHBIH OpraHMYECKH CIIOW MPOMBIBAIHM HACBHIIICHHBIM PAaCTBOPOM COJIH, BBICYIIMBAIK HajJ O€3BOJHBIM
Cynp(paToM MarHUS W KOHIEHTPHPOBAIH NPHY IMOHKECHHOM JaBlieHNH. [lorydeHHbII 0CTaTOK OYHINAIN XpoMa-
Torpadueil Ha curKaresne (rekcaH/dTHIaleTaT), oJTydas yKa3aHHOe B 3arjlaBuu coequHenue (5,83 r).

'H SIMP (300 MI'u, IMCO-dg) & 1,01 (9H, ¢), 1,21-1,64 (5H, M), 1,65-1,91 (3H, m), 2,14-2,38 (1H, m),
3,47-3,97 (1H, m), 7,33-7,53 (6H, m), 7,53-7,67 (4H, m), 9,40-9,66 (1H, m).

D) tper-ByTHn-[ (4-3THHHUIIUKIOTEKCHIT ) OKCH | T €HUIICHIIAH.

Cycnienzuto  4-{[tpeT-OyTrn(audeHn)CHITHII |OKCH } TUKIIOTeKcankapOanpneruna (4,74 ), mamerwn (1-
nuazo-2-okconponmi)pocdonara (2,98 r) u xkapoonata kanus (3,57 r) B meraHoune (40 M) nmepemMennBaiu Ipu
KOMHAaTHOW TeMIiepaType B TeUeHHe 2 4. PeaknmoHHYI0 cMech 9KCTparupoBaM dTHaneTaToM u Bopoi. [lomy-
YEeHHBIH OPraHWYECKUil CIIOM MPOMBIBAIN HACHIIICHHBIM PAacTBOPOM COJIM, BBICYIIUBAIHM HaJl OE3BOIHBIM CYJIb-
(aToM Marsusi ¥ KOHLIEHTPHPOBAIM NPH MOHIKCHHOM JaBlieHHH. [10ydeHHBIH OCTaTOK OYMINAIH XPOMAaTO-
rpadueii Ha cuitnKkarese (reKCcaH/3THiIaleTar), Iojlydas yKkazaHHoe B 3ariaBuu coeauHenue (4,15 r).

'H SIMP (300 MT', IMCO-de) & 0,94-1,07 (9H, m), 1,26-1,92 (8H, m), 2,21-2,46 (1H, m), 2,72-2,94 (1H,
m), 3,58-3,85 (1H, m), 7,36-7,53 (6H, m), 7,53-7,66 (4H, m).

MC (ESI+): [M+H]" 363,2.

E) tper-ByTnn-({4-[6-(uukIomponmiMeToKCH)- 1 -6eH30( ypaH-2 -1iT [IIUKIIOTEKCHII } OKCH ) T (D eHUIICHITaH.

PactBop Tper-OyTmin [(4-3THHWINMKIOTEKCHI)OKCH |mudenmicunana (3,52 1), 5-(IUKIONPOMUIMETOKCH)-
2-tiondenona (2,82 r), muxnopuna Ouc-(tpudenmwidochun)namaauia(ll) (0,34 r), vomuna menu (0,09 r) u
1,1,3,3-retpamernnryanununa (3,65 mi) B JIM®PA (30 mi1) mepeMenmBaiy Ipyu KOMHATHON TEMIIEpaType B Te-
YeHHe HOYM B aTMocdepe aproHa. PeakIMoOHHYI0 CMeCh 3KCTParupOBAIH ITHIIAIIETATOM M BOAOH. [TorydeHHbIiH
OPTaHWYECKUI CJIOM MPOMBIBAJIM HACBHIIIEHHBIM PAacTBOPOM COJIM, BHICYLIMBAIM HaJl OE3BOAHBIM CYIb(paToM
MarHusi ¥ KOHIEHTPUPOBAIN IIPH OHMKEHHOM JaBlieHHH. [10Iy4eHHbIH 0CTaTOK OuuIaiy XpoMaTorpaduei Ha
cuiMKarese (TeKcaH/3TUIIaleTar), mojiydas yka3aHHOE B 3arjiaBuu coequnenue (3,36 r).

'H SIMP (300 MT't;, IMCO-de) & 0,24-0,38 (2H, m), 0,49-0,61 (2H, m), 0,96-1,08 (9H, m), 1,19-1,58 (5H,
M), 1,60-1,97 (4H, m), 2,59-2,85 (1H, m), 3,60-3,73 (1H, m), 3,74-3,88 (2H, m), 6,28-6,55 (1H, m), 6,72-6,86
(1H, m), 6,98-7,13 (1H, m), 7,27-7,37 (1H, m), 7,37-7,52 (6H, m), 7,53-7,69 (4H, m).

F) Tpanc-4-[ 6-(unknonponuiMeTokcn)- 1 -0eH3o¢hypan-2 -1 | IUKIOT€KCAHOI.

PactBop TpeT-Oytmin ({4-[6-(IHKIOTPONMIMETOKCH)- 1 -0eH30()ypaH-2-1J1 | IUKJIOTEKCHIT } OKCH ) AU SHILIT-
cwiana (3,36 1) u Tetpabyrunammonnid ¢ropuma B TT'® (1,0 M, 12,8 mun) B TT'® (30 mu) mepemMemmBamy mpu
KOMHATHOM TeMIIepaType B T€UEHHE HOYHM M SKCTPArvpOBaU 3THIJIALIETaTOM W BoAou. [lonmydeHHbIi opranuye-
CKHH CJOW NMPOMBIBAJHM HACHIIIEHHBIM PAacTBOPOM COJIM, BBICYIIMBAIN HaJ O€3BOIHBIM CyNb(aToOM MarHus u
KOHIICHTPUPOBAIX TIPH MMOHWKEHHOM JaBJieHNH. [1oydeHHBIH OCTaTOK OYMIaTy XpoMaTorpadueil Ha CHIINKa-
rene (TeKcaH/3TUIIAIETaT), MOTyJast ykasaHHoe B 3aryiaBun coenunenue (0,66 r).

'H SIMP (300 MT'y, IMCO-de) & 0,23-0,38 (2H, m), 0,47-0,64 (2H, m), 1,08-1,56 (5H, m), 1,85-1,97 (2H,
M), 1,97-2,09 (2H, m), 2,57-2,73 (1H, m), 3,36-3,54 (1H, m), 3,81 (2H, 1, J=6,8 I'n), 4,60 (1H, n, J=4,5 '), 6,41
(1H, ¢), 6,80 (1H, mxm, J=8,3, 2,3 T'm), 7,06 (1H, n, J=2,3 I'n), 7,36 (1H, 1, J=8,3 I'n).

MC (ESI+): [M+H]" 287,2.

G) 4-[({Tpanc-4-[6-(LMKIOIPOIHIMETOKCH)- 1 -OeH30(ypaH-2-1IT |IUKIOT€KCHII } OKCH )alle TUIT |[MOP(OJIHH.

CycrieH3uto  TpaHc-4-[6-(HUKIONPONHIMETOKCH)- 1 -0eH30¢dypan-2-mwi|uukiorekcanona (611  wr), 4-
(xmopauerunm)mopdomuna (1,05 r) u Tper-6yrokcuna kanus (718 mr) B TT® (10 mur) nepememnBaiy npu KoM-
HaTHOM TemImepaType B T€UCHUE HOYU M DKCTPArupoOBald 3THIIALIETATOM U BOAOW. [lomyueHHbIN opraHudecKkuit
CJIO¥ IPOMBIBAITM HACKHIIIEHHBIM PACTBOPOM COJIM, BRICYIITHBAIN HaJl O€3BOJHBIM CYNIH(ATOM Maraus W KOHIICH-
TPUPOBAIM TPU TOHMKCHHOM JAaBICHHUU. [IOJydeHHBIH OCTATOK OYMINAIM XpoMaTorpadueil Ha CHIIMKareie
(Texcan/aTHaNeTar), Moyyvas ykasaHHOE B 3aryiaBuu coenuHeHue (882 mr).

'H SIMP (300, MI'u, IMCO-dg) & 0,27-0,36 (2H, M), 0,51-0,61 (2H, M), 1,21-1,28 (1H, m), 1,27-1,54 (4H,
M), 2,03-2,15 (4H, m), 2,63-2,78 (1H, m), 3,33-3,39 (1H, ™), 3,32-3,49 (4H, m), 3,56 (4H, ymr.c), 3,82 (2H, &,
J=6,8T'nm), 4,17 (2H, ¢), 6,43 (1H, ¢), 6,75-6,88 (1H, m), 7,07 (1H, 1, J=1,9 T'my), 7,37 (1H, g, J=8,3 T'my).

MC (ESI+): [M+H]" 414,0.

H) 1-({Tpanc-4-[6-(1kI0npOnMIMeTOKCH)- 1 -0eH30( ypaH-2 -1 | HUKIIOTEKCHIT } OKCH)IPOTIaH-2-0H.

K pactBopy 4-[({Tpanc-4-[6-(IUKIONPOMUIMETOKCH)- 1 -0eH30()ypaH-2-1iI | IUKIOT€KCHII } OKCH )aIle THI |-
Mopdosma (881 mr) B TT'® (10 Mi1) mpu oxnaxIeHnH Jib10M nobasisiian pacteop (1,5 M, 2,84 mur) metnimar-
HuOpomuna B cMecH Toiyol/ TT'®. Cmeck nepememiBany rmpu 0°C B Teuenue 1 9 U 3KCTparnpoBai dTHIIALe-
TaToM U 1 M XJI0pHCTO-BOAOPOAHON KHCAOTOU. IlodydeHHBI OpraHu4ecKuil CI0i MPOMBIBAIM HACBHIIEHHBIM
PacTBOpPOM COJIM, BBICYIIMBAJIN HaJ OE3BOJHBIM CyNb()aToM MarHus W KOHIEHTPUPOBAIU NPU MOHWKEHHOM
naBiaeHuH. [lomydeHHBIH OCTAaTOK OYHWINANK XpoMmaTorpadueil Ha cuimkareie (TEKCaH/3THJAIeTaT), MoTydast
yKa3aHHOE B 3arjiaBuu coenuHeHue (556 mr).

'H SIMP (300 MI'u, IMCO-de) & 0,23-0,37 (2H, m), 0,48-0,62 (2H, M), 1,21-1,53 (5H, m), 2,01-2,16 (7H,
M), 2,62-2,79 (1H, m), 3,26-3,31 (1H, m), 3,82 (2H, 1, J=7,2 I'n), 4,14 (2H, c), 6,43 (1H, ¢), 6,80 (1H, ax, J=8,5,
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2,1 T), 7,06 (1H, n, J=2,3 I'm), 7,36 (1H, &, J=8,3 I'm).

I) 1-({Tpanc-4-[6-(unkIonpoIMIMETOKCH)- 1 -OeH30(hypaH-2 -1 [ [IUKIIOTEKCIIT } OKCH)TIPOTIaH-2-0JI.

K pactBopy 1-({Tpanc-4-[6-(IHKIONPONMIMETOKCH)-1-6eH30(]ypaH-2-1I | IUKIOTSKCHII } OKCH )[TPOTIaH-2 -
oHa (556 mr) B aTanose (10 M) mpu OXJTAKACHUH JIHJOM T00aBIstIN Ooprunpun Hatpus (123 mr). Cmech mepe-
MermmBas nipu 0°C B TeueHne 1 9 M SKCTparupoBalid THIANETATOM M 1| M XJIOPHCTO-BOJIOPOAHON KUCIOTOM.
[NomydeHHBIH OpraHUYecKuil CION MPOMBIBAIN HACBHIIIEHHBIM PACTBOPOM COJIM, BBICYIIMBATIH Hall 0E€3BOIHBIM
cynb(haToM MarHus ¥ KOHIEHTPUPOBAIH NPU MOHIKCHHOM JaBiicHUH. [1orydeHHbII 0CTaTOK OYMINAIN XpOMa-
Torpadueil Ha cuukaresne (reKcaH/dTHIIaleTaT), oJydas yKa3aHHOE B 3arjlaBuu coeAuHeHue (555 mr).

'H IMP (300 MTI'u, IMCO-dg) 8 0,22-0,38 (2H, m), 0,50-0,64 (2H, m), 1,03 (3H, x, J=6,0 T'), 1,19-1,58
(5H, m), 2,01-2,13 (4H, ™), 2,60-2,77 (1H, m), 3,15-3,31 (3H, m), 3,57-3,75 (1H, m), 3,82 (2H, 1, J=6,8 I'n),
4,42-4,57 (1H, m), 6,43 (1H, ¢), 6,75-6,87 (1H, m), 7,02-7,10 (1H, m), 7,36 (1H, 1, J=8,3 I'r).

MC (ESI+): [M+H]" 345,1.

J) 2-({Tpanc-4-[ 6-(UMKIONIPONHIMETOKCH)- | -OeH30(hypaH-2-HiI | IUKJIOT€KCIIT } OKCH)- | -METHIIITHI METaH-
cynb(oHar.

Cycnienzuto  1-({Tpanc-4-[6-(LMKIONPONHIMETOKCH)- 1 -OeH30(ypaH-2-1IT | IIMKIIOT€KCHUI } OKCH ) TPOTIaH-2-
ona (555 wmr), tpuwdtiiamuna (0,34 mur) u Metancynspormtxiopuaa (0,19 mm) B TT'® (5 M) mepememmBanu
MIPU KOMHATHOM TeMmreparype B TeueHHe | 4 U 3KCTparupoBalid dTUIIAIETaTOM U BoAOU. [lomydeHHslil opranu-
YEeCKUIl CIIOH MPOMBIBAIN HACHIMCHHBIM PACTBOPOM COJIM, BBICYIIMBATIH Haj 0€3BOAHBIM CyIb(aToOM MarHus u
KOHLICHTPUPOBAJIH TPH NOHMWXECHHOM JaBlIeHUH. [10mydeHHBIH OCTaTOK OYMIIAIN XpoMaTorpadueil Ha cunnka-
rene (TeKCaH/3TUIAIeTaT), MoTyvasi yKasaHHOE B 3arylaBuH coenuHeHue (624 mr).

'H SIMP (300 MT', IMCO-de) & 0,26-0,37 (2H, m), 0,50-0,64 (2H, M), 1,22-1,57 (8H, m), 2,01-2,13 (4H,
M), 2,63-2,81 (1H, m), 3,16 (3H, c¢), 3,35-3,42 (1H, m), 3,47-3,65 (2H, m), 3,82 (2H, x, J=6,8 I'y), 4,69-4,83 (1H,
M), 6,44 (1H, c), 6,76-6,86 (1H, m), 7,07 (1H, n, J=1,9 T'n), 7,37 (1H, 1, J=8,7 I'y).

MC (ESI+): [M+H]" 423,0.

K) 2-[Tpanc-4-(2-a3u10nponoKCH ) [IUKJIOTeKCHIT | -6-(IIMKIOIPONMIIMETOKCH)- | -OeH30d ypaH.

CycneH3uto 2-({TpaHc-4-[ 6-(IUKIIOTIPOIIMIMETOKCH)- 1 -OeH30(pypaH-2-1J1 |UNKITOTEKCHII } OKCH)- 1 -
METWIITII MeTaHcyabdonata (624 mr) u asuna Hatpus (480 mr) B JIM®PA (5 mi) nepememmBanu npu 60°C B
TeUeHHEe HOYM. PeaknmoHHOH cMecH 1aBajii OCTHIThH 10 KOMHAaTHOW TeMIEpaTyphl H AKCTParupoBali dTHIIALeTa-
TOM ¥ BOAoH. [losrydeHHBIN opraHnYecKuil 10 MPOMBIBAJIM HACBIIIEHHBIM PACTBOPOM COJIH, BHICYIIUBAINA HaJ
6€3BOIHBIM CyJb()aToOM MarHus ¥ KOHLEHTPHUPOBAJIHM HPH MOHIKCHHOM JaBiieHu. [loxydeHHBI OCTaTOK O4H-
may XxpoMarorpadueit Ha cuvkaresne (TeKcaH/3THIIAIeTar), MoyJas yKa3aHHOe B 3arfiaBuu coeaunenue (397
MT).

'H SIMP (300 MI'u, IMCO-dg) & 0,25-0,36 (2H, m), 0,50-0,62 (2H, M), 1,10 (3H, 1, J=6,8 T'm), 1,21-1,57
(5H, m), 2,02-2,14 (4H, m), 2,64-2,79 (1H, m), 3,33-3,38 (1H, m), 3,38-3,47 (1H, m), 3,54-3,63 (1H, m), 3,65-
3,78 (1H, m), 3,82 (2H, g, J=6,8 '), 6,44 (1H, c), 6,74-6,84 (1H, m), 7,05-7,09 (1H, m), 7,37 (1H, 1, J=8,7 I'ny).

L) 1-({Tpanuc-4-[6-(IUKIOIPONTUIMETOKCH )- | -OeH30(p ypaH-2-1i1 |IIUKIIOT€KCHIT } OKCH )ITPOTIaH-2-aMHUH.

PactBop 2-[Tpanc-4-(2-a3ua0npONOKCH ) IUKIOTEKCHII | -6-( IUKIIONPONMIMETOKCH)- 1 -0eH3odypana (397
mr) u Tpudenmndpocouna (564 mr) B cmecu TT'® (4 mum)/Bona (2 mur) nepemerniBanu npu 60°C B TeueHHE HOYH.
PeakioHHON cMecH JaBajy OCTBHITH 0 KOMHATHOM TEMIIEpPaTyphl M AKCTPArMpOBAIM STHJIALETATOM M BOJIOM.
[NomydeHHBIH OpraHMYecKUil CIIOH MPOMBIBAIN HACBHIIIEHHBIM PAacTBOPOM COJIM, BHICYLIMBAIH Hall OE3BOIHBIM
cynb(}haToM MarHusi 1 KOHIEHTPHPOBAIU NPU MOHIDKEHHOM JaBiieHHH. [1orydeHHBbII 0CTaTOK OYMINAIN XpoMa-
Torpadueil Ha cuMKaresne (3TUIAeTaT/METaHOM), TIoJTydast yKa3aHHOE B 3arjlaBuu coeauHenue (373 mr).

'H SIMP (300 MI'n, IMCO-dg) & 0,26-0,36 (2H, m), 0,51-0,61 (2H m), 0,93 (3H, x, J=6,4 T'u), 1,21-1,37
(3H, m), 1,37-1,55 (2H, m), 1,55-1,79 (2H, ™), 2,05 (4H, ym.c), 2,63-2,77 (1H, m) 2,82-2,95 (1H, m), 3,11-3,19
(1H, m), 3,19-3,24 (1H, m), 3,82 (2H, 1, J=7,2 T'm), 6,43 (1H, ¢), 6,82 (2H, ax, J=8,3, 2,3 T'm), 7,06 (1H, 1, J=1,9
I'm), 7,36 (1H, g, J=8,7 I').

MC (ESI+): [M+H]" 344,2.

M) N-[2-({TpaHc-4-[ 6-(IUKIOTIPONIIMETOKCH)- | -OeH30( ypaH-2-HIT | TUKIIOTEKCHIT } OKCH )- 1 -
METHIIDTHIT |alleTAMHI.
PactBOp 1-({Tpanc-4-[6-(IIMKIOIPONTMIMETOKCH)- | -OeH30(ypaH-2 -1 | IMKIIOTEKCHII } OKCH ) TPOTIaH-2-

amuHa (373 mr) u ykcycHoro anruapuna (0,51 mir) B mupuanHe (4 Mi1) mepeMemrBaIi pu KOMHATHOH TeMIle-
paType B TedeHue 2 4. PeakIMOHHYI0 cMeCh KOHLEHTPHUPOBAIU MPH MOHIKEHHOM JaBICHUHM U IOJIyYEHHBIH
oCTaToK o4MIain xpomatorpadueii Ha cunukarene (NH, rexcan/stunanerar). [TonydeHHBIN ocTaTOK MepeKpu-
CTJUTM30BBIBAJIM W3 3TWJIALETaTa M TE€KCaHa, MoJIydasl yKa3aHHOE B 3arjlaBUu coeauHeHue (265 mr) B Buzae Oe-
JBIX KPUCTAIIIOB.

'H SIMP (300 MT', IMCO-de) & 0,24-0,36 (2H, m), 0,47-0,61 (2H, M), 0,98-1,08 (3H, m), 1,12-1,56 (5H,
m), 1,78 (3H, ¢), 1,93-2,13 (4H, m), 2,68-2,77 (1H, m), 3,16-3,29 (2H, m), 3,34-3,39 (1H, m), 3,75-3,90 (3H, m),
6,38-6,47 (1H, m), 6,73-6,87 (1H, m), 7,02-7,09 (1H, m), 7,32-7,41 (1H, m), 7,60-7,73 (1H, m).

MC (ESI+): [M+Na]" 407,9.

T.mn. 104-105°C.

Jlannble ananuza. Beraucieno mins C3H3NOy4: C, 71,66; H, 8,11; N, 3,63. Haiineno: C, 71,67; H, 8,23; N,
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3,64.

ITpumep 39.

N-[2-({Tpanrc-4-[ 6-(ITUKIOIPOTTHIMETOKCH)- 1 ,3-0€H30KCa30J1-2 -HII |ITUKIIOTEKCHI } OKCH)-1 -
METHIIDTHIT |alleTAMHI.

A) Otun-tpanc-4-{[TpeT-0y (1 eHNIT ) CUITHII |OKCH | ITUKIIOTEKCaHKapOOKCHIIAT.

PactBop aTHI-TpaHC-4-THAPOKCHIIMKIOTeKCaHKapOokcmiata (5 1), TpeT-OyTmin(xiop)audeHunncuinana
(7,93 mu) u umuaaszona (2,17 v) B MDA (50 M) nepeMenIuBaiy Mpyu KOMHATHOW TeMIiepaType B TeUeHHE HO-
YW W HKCTParupoBalld STUJALETaTOM M BOAOW. [lomydeHHBIN OopraHWYecKUil CiIOM NMPOMBIBAIM HACHIIICHHBIM
PACTBOPOM COJIH, BBICYIIUBAIM HaJ OC3BOMHBIM CyIh(PaTOM MarHWsS W KOHIICHTPUPOBAIH IPH MMOHIKCHHOM
nmaBiieHUN. [1oJTydeHHBIH OCTAaTOK OYHMINANM XpoMaTorpaduell Ha cuimkarele (TeKCaH/ITHIaneTar), MOoiydas
yKa3aHHoO€ B 3aryiaBuu coequnenue (10,1 r).

'H SIMP (300 MTI'ti, IMCO-dg) & 1,00 (9H, ¢), 1,13-1,27 (5H, M), 1,28-1,48 (2H, m), 1,66-1,88 (4H, m),
2,16-2,31 (1H, m), 3,51-3,68 (1H, m), 3,93-4,03 (2H, m), 7,39-7,50 (6H, m), 7,54-7,66 (4H, m).

B) Tpanc-4-{[tper-OyTrn(audenun)cummn]okcu } -N-(2,4-1uruapokcudeHIT ) TUKIOreKcaHKapOOKCaMuI.

PactBop atun tpanc-4-{[rper-OyTun(udenut)crim|okcH f inKIorekcankapookcwiara (2 ) u 1 M Box-
HBIA pacTBOp ruApokcuaa Hatpus (9,74 mur) B TT'® (10 mim)/meranone (10 mi) mepememuBanu mpu 60°C B Te-
geHue 2 4. PeaknMOHHOW CMECH JaBalld OCTHITh 0 KOMHATHOW TEMIIEpaTypbl, MOAKUCIsUA 1 M XmopucTo-
BOJIOPOJTHOM KHCJIOTOM M 3KCTparvupoBaiu 3TwiianeratoM. [lomydeHHbIN opraHMYecKUd CII0M MpOMBIBAIM Ha-
CBIIIICHHBIM PAacTBOPOM COJIH, BBICYIIMBAIM HaJ O€3BOMHBIM CyIh(PAaTOM MAarHUS W KOHIIEHTPUPOBAIU MPHU IO-
HIOKCHHOM JaBJieHHH. K TOMydeHHOMY OCTaTKy M00aBIsutM TUApoxiopun 4-amuHoOeH30:7-1,3-qrona (0,79 T),
HATU (2,22 1), N,N-muuzonpormmwntiiamud (1,02 M) u IM®PA (10 M) 1 iepeMentuBaid CMeCh B TEUCHHE
Houu npu 60°C. PeakinOHHON cMecH JaBajly OCTHITh 10 KOMHATHOW TEMIIEpaTyphbl U SKCTParupoBalld dTUIIalle-
TaTOM W BOJOW. [loTydeHHBIH OpraHMYeCKUi CIOW MPOMBIBATH HACBIIICHHBIM PACTBOPOM COJIH, BBICYIINBAIH
HaJl OC3BOJMHBIM CyIb(aTOM MarHHWsS W KOHIICHTPUPOBAIH IIPH MOHMKCHHOM JaBJICHUU. [loydeHHBIH 0CTaToK
oumuInanu xpomarorpadueii Ha cuimkarene (TeKCaH/3THIIAIETAT), MMONTydas YKa3aHHOE B 3arjlaBHH COCTUHCHUE
(0,88 1).

'H SIMP (300 MTI'ti, IMCO-dg) & 1,01 (9H, ¢), 1,21-1,48 (4H, M), 1,64-1,92 (4H, m), 2,20-2,39 (1H, m),
3,51-3,71 (1H, m), 6,06-6,20 (1H, m), 6,26 (1H, ¢), 7,14-7,27 (1H, m), 7,36-7,53 (6H, m), 7,56-7,69 (4H, m), 9,03
(1H, ¢), 9,06-9,13 (1H, m), 9,41-9,60 (1H, m).

MC (ESI+): [M+H]" 490,2.

C) 2-(Tpanc-4-{[TpeT-0yTrmn( xrheHNIT ) CUITHIT | OKCH } IUKIIOTEKCHIT )-6-(IIUKJIOTMPOTIIMETOKCH)-1,3-
OeH30KCa3017I.
PactBop TpaHc-4-{[tpeT-OyTun(audennn)cunmn|okcH § -N-(2,4-1uruapokcud eHI ) ITUKIIOTeKCaH-

kapookcamuza (0,88 r), pacteop (1,9 M, 1,31 mi) auu3omnponui a30ukapOOKCHIIaTa B TOIYOJIe U PacTBOP TPH-
¢ernndochuna 8 TT'® (10 mi) mepemernnBany Ipyu KOMHATHOW TEMIIEpaType B TeUCHHWE HOYH. PeakImoHHYO
CMeCh KOHLEHTPHPOBAJIM NP MOHIKEHHOM JaBiieHWH. [loyydeHHBIH OCTaTOK OYMINaiM Xpomarorpadueil Ha
cuimkarene (rexcan/atunanerar). K nomydenHoMy octatky nobasisui (Opommerwin)iukionponan (0,35 i),
kapOoHat kaymms (498 mr) u IM®A (5 mi), u cmecs nepememnBany npu 60°C B teuenne 2 4. PeakmoHHOM
CMECH JIaBaJll OCTBHITh J0 KOMHATHOHM TEMIEepaTypbl M SKCTParupoBaIN 3THIIALIETATOM M BOJOH. [lomydeHHbIH
OpPTaHWYECKUI €O MPOMBIBAIM HACBHIIIEHHBIM PAacTBOPOM COJIM, BHICYLIMBAIM HaJl OE3BOAHBIM CYIb(haToM
Marfvsi ¥ KOHIEHTPUPOBAIN NIPH MOHMKEHHOM JaBlIcHUH. [10Iy4eHHbIH OCTaTOK OYUIIAIN XpoMaTorpaduei Ha
cuiKarene (reKcaH/dTHaleTar), IoiayJas yKka3aHHoe B 3ariaBuu coeaunenue (714 mr).

'H SIMP (300 MI't, IMCO-dg) & 0,24-0,37 (2H, m), 0,47-0,63 (2H, m), 1,02 (9H, c), 1,21-1,24 (1H, m),
1,37-1,61 (4H, m), 1,77-1,96 (2H, m), 2,03-2,12 (2H, m), 2,82-3,00 (1H, m), 3,65-3,78 (1H, m), 3,82 (2H, n, J=6,8
I'm), 6,90 (1H, nx, J=8,7, 2,3 I'm), 7,21 (1H, x, J=2,3 '), 7,37-7,53 (TH, m), 7,57-7,72 (4H, m).

MC (ESI+): [M+H]" 526,1.

D) Tpanc-4-[6-(UKIOTPONMIMETOKCH )- 1 ,3-0€H30KCa30J1-2-1J1 | IUKIIOT€KCAHOT.

PactBop TerpalGyrmnammonuii ¢ropuma B TI'd (1,0 M, 2,72 ma) u pactBop 2-(tpaHc-4-{[Tper-
OyTHI(AN(EHNIT)CHITHI | OKCH § TUKJIOTeKCHIT)-6-(IIMKIIonponmiMeToken)-1,3-6en3okcazona (714 mr) B TI'® (5
MJI) TIepeMEIINBAI B T€YEHUE HOYM NPH KOMHATHON TEMIIEpaType M SKCTParupoBaJIH 3THJIALIETATOM M BOJOH.
[NomydeHHBIH OpraHMYEeCcKUil CIIONH IMPOMBIBAIN HACBHIIIEHHBIM PAacTBOPOM COJIM, BHICYLIMBAJIH Hall OE3BOIHBIM
cynb(haToOM MarHusi 1 KOHIEHTPHPOBAIU NPU MOHIDKEHHOM JaBiieHHUH. [1oirydeHHBbII 0CTaTOK OYMINAIN XpoMa-
Torpadueil Ha cuimKareie (TeKcaH/THIIALETaT), ToJydasl yKazaHHOe B 3ariiaBuu coeanHenue (311 mr).

'H SIMP (300 MI', IMCO-de) & 0,27-0,37 (2H, m), 0,52-0,62 (2H, M), 1,19-1,40 (3H, m), 1,49-1,68 (2H,
m), 1,85-1,97 (2H, m), 2,04-2,16 (2H, m), 2,79-2,93 (1H, m), 3,39-3,51 (1H, m), 3,84 (2H, 1, J=6,8 I'n), 4,63 (1H,
n,J=4,1Tm), 6,91 (1H, nn, J=8,7, 2,3 T'm), 7,23-7,27 (1H, m, J=2,3 T'n), 7,51 (1H, n, J=8,7 I'n).

MC (ESI+): [M+H]" 288,1.

E) 6-(L{uxnonponunmMeTokcH)-2-[ Tpanc-4-(2-(MopdonH-4-11)-2-0KCOITOKCH ) ITUKIOTeKcHi |- 1,3-
6eH30KCa3011.

Cycniensuto  Tpanc-4-[ 6-(MUKIOMPOHIMETOKCH)-1,3-6eH30Kca3om-2-mi|iukiorekcanona (311 wmr), 4-
(xmopauerum)mopdonuna (532 mr) u Tper-Oyrokcnaa xamust (365 mr) B TT'® (5 M) nepemenmmBany npu Kom-
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HAaTHOM TeMIlepaType B T€YEHUE HOYU W SKCTPArupoBaIM STHIIALETATOM M BOAOH. [lomydeHHbI opraHn4ecKui
CJIOW TIPOMBIBAJIM HACHIIIEHHBIM PACTBOPOM COJIH, BBICYIIMBANIN HaJl OE3BOIHBIM CYNb(aTOM MarHus U KOHIICH-
TPUPOBAIM TPU TOHWKCHHOM JAaBJICHHUU. [I0JydeHHBIH OCTATOK OYMINAIM XpoMaTorpadueil Ha CHIIMKareie
(Texcan/aTHaNeTar), moyyvas ykasaHHOe B 3arJlaBuH coenuHeHue (427 mr).

'H SIMP (300 MI'u, IMCO-de) & 0,25-0,38 (2H, m), 0,51-0,62 (2H, M), 1,21-1,28 (1H, m), 1,28-1,50 (2H,
M), 1,50-1,69 (2H, m), 2,03-2,22 (4H, m), 2,85-3,02 (1H, m), 3,34-3,40 (1H, m), 3,39-3,49 (4H, m), 3,56 (4H,
yur.c), 3,85 (2H, n, J=6,8 T'm), 4,17 (2H, ¢), 6,91 (1H, mxn, J=8,7, 2,3 I'n), 7,26 (1H, n, J=2,3 T'w), 7,51 (1H, &,
J=8,7 T'n).

MC (ESI+): [M+H]" 415,0.

F) 1-({Tpanc-4-[6-(1uKkI0nponuaMeTokcH)- 1,3-0eH30Kkca301-2 -1l |ITUKIOTSKCHIT } OKCH ) TPOTTaH-2-0H.

K pactBopy 6-(IIMKJIOIPONMIMETOKCH)-2-[TpaHCc-4-(2-(MopdonuH-4-11)-2-0KCOITOKCH ) IIUKIIoTeKeui |- 1,3-
6ensokcazona (427 mr) B TT'® (5 mur) npu oxXIakAeHUH JIbJIOM 100aBisuii pacteop (1,5 M, 1,37 mur) Mmetunmar-
HuOpomuna B Tonyone/TI'®. Peakiponnyio cmech nepememusany npu 0°C B TeueHne 1 4 M SKCTparupoBajiu
stunaneratoM u 1 M xaopucto-BogopogHol kucnoToi. IlonyueHHbI opraHuyeckuii ClIoi NpOMbIBAIU HACHI-
IICHHBIM PAaCcTBOPOM COJTH, BBICYIIMBAIH Haj OC3BOJHBIM CYIb(ATOM MarHUs W KOHICHTPHPOBAIH NPH ITOHH-
JKEHHOM nAaBiieHWW. [loNydeHHBIH OCTaTOK OYHWIIAKM XpoMaTorpadueil Ha cuiauKaresie (TeKCaH/dTHIAIeTaT),
moJTydast yKka3aHHOE B 3arjaBuu coegauHenue (260 mr).

'H SIMP (300 MT', IMCO-de) & 0,23-0,40 (2H, m), 0,49-0,66 (2H, M), 1,09-1,44 (4H, m), 1,50-1,69 (2H,
M), 2,06 (3H, ¢), 2,07-2,20 (3H, m), 2,84-3,01 (1H, m), 3,33-3,40 (1H, m), 3,85 (2H, x, J=7,2 I'n), 4,14 (2H, ¢),
6,91 (1H, ox, J=8,9, 2,4 T'm), 7,25 (1H, x, J=2,3 Tm), 7,52 (1H, n, J=8,7 'm).

MC (ESI+): [M+H]" 344,1.

G) 1-({Tpanc-4-[ 6-(TKIOTIPOTUIMETOKCH)- 1 ,3-0€H30KCa301-2-HJI |IIUKJIOT€KCHIT } OKCH ) TPOTIaH-2-0J1.

K pactBopy 1-({Tpanc-4-[6-(IUKIONPOMUIMETOKCH)- 1,3 -0 H30KCa30I-2-HJI | ITUKJIOT€KCHIT } OKCH ) TPOTIaH-2 -
oHa (259 mr) B sTaHONe (5 M) IPH OXJIAXKICHUH JIBAOM J1o0aBisuin 6opruapun Hatpus (57 mr). PeakumonHyro
cMmech nepemernBanu npu 0°C B TeyeHue 1 4 M SKCTparupoBaiiv dTuianeraroM u 1 M XJIOpUCTO-BOIOPOIHON
kucnotol. IlonmydeHHBIH OpraHUYecKHid CIIONH NMPOMBIBAJIM HACBHIIEHHBIM PAacTBOPOM COJIM, BBICYIIMBAIN HaJ
0€3BO/IHBIM CyJIb(aTOM MarHus ¥ KOHLCHTPUPOBAJIHM NPH MOHIKCHHOM JaBiieHHH. [1oydeHHBIH 0CTaTOK 04H-
manu xpomarorpadueil Ha cuiaMkaresie (reKcaH/STHiIaLeTaT), MojlyJasi yKa3aHHOe B 3arjaBuu coeauHenue (271
MT).

'H SIMP (300 M, IMCO-dg) & 0,27-0,37 (2H, m), 0,53-0,62 (2H, M), 1,04 (3H, 1, J=6,4 T'u), 1,20-1,41
(3H, m), 1,52-1,69 (2H ™), 2,01-2,20 (4H, m), 2,85-2,98 (1H, m), 3,16-3,29 (2H, m), 3,32-3,37 (1H, m), 3,63-3,76
(1H, m), 3,85 (2H, 1, J=6,8 I'n) 4,49 (1H, &, J=4,5 I'n), 6,91 (1H, nx, J=8,7, 2,6 '), 7,25 (1H, 1, J=2,3 I'ny), 7,52
(1H, n, J=8,7 I'm).

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

H) 2-({Tpanc-4-[6-(IuKIOTPONMIMETOKCH)-1,3-0€H30KCa30JI-2 -1 [IUKIOTEKCHIT } OKCH )- | -METHIIDTHIT Me-
TaHCYJTb(OHAT.

K pactBopy 1-({Tpanc-4-[6-(IIUKIONPOMUIMETOKCH)-1,3-06H30KCa301-2- 1T | TUKJIOTEKCHIT } OKCH ) TPOTIaH-2-
ona (271 mr) u tpuyTrnamusa (0,22 mi) B TT'® (5 M) npu oxmnaxaeHNH JIbA0M J100aBIISUIN METaHCYIB(OHHII-
xsopun (0,1 mi). PeakiioHHy!o cMech epeMenuBaii IpU KOMHAaTHON TeMIepaType B Te4eHue 1 4 u 3xcTpa-
THPOBAJIM 3THJIAETaTOM M BOAOH. IlonydeHHBI OpraHMYecKWi CIIOW MPOMBIBAJIM HACHIIICHHBIM PacTBOPOM
COJIM, BBICYIIMBAIIM HaJ| 0€3BOIHBIM CYJIB(aTOM MarHusi ¥ KOHIEHTPHPOBAIIM NP TIOHWKEHHOM jAaBieHuH. I1o-
JTy4eHHBIH OCTATOK OYHUIIAIN XpoMmarorpadueil Ha cuiukarese (reKcaH/dTHIIAaleTaT), ofydas yKa3aHHOe B 3a-
riaBum coenuHenue (283 mr).

'H SIMP (300 MT', IMCO-de) & 0,25-0,39 (2H, m), 0,49-0,64 (2H, M), 1,21-1,46 (6H, m), 1,52-1,72 (2H,
M), 2,01-2,20 (4H, m), 2,83-3,04 (1H, m), 3,16 (3H, c¢), 3,34-3,46 (1H, m), 3,46-3,66 (2H, m), 3,85 (2H, &, J=7,2
I'm), 4,67-4,87 (1H, m), 6,85-6,96 (1H, m), 7,20-7,29 (1H, m), 7,46-7,58 (1H, m).

MC (ESI+): [M+H]" 424.0.

) 2-[Tpanc-4-(2-a3um0TPONOKCH )IIUKJIOTEKCHII |-6-(IIUKJIONPOTMIMETOKCH )- 1, 3-0eH30KCa30T.

CycrieH3uto 2-({tpanc-4-[ 6-(UKIOTPONIMETOKCH)- 1 ,3-0eH30KCa30J1-2-MJT | IUKIIOTEKCHIT § OKCH )- 1 -
METWIDTII MeTaHcyabdonata (283 mr) u azuna Harpus (271 mr) B JIM®PA (3 mi) nepememmBanu npu 60°C B
TeueHHEe HOYM. PeaknmoHHOH cMecH 1aBajid OCTHIThH 10 KOMHaTHOW TeMIEPaTyphl H AKCTParupoBali dTHIIALeTa-
TOM U BOJOH. [Tosy4eHHbIH opraHuYecKuii CJIO MPOMBIBAIH HACHIIEHHBIM PACTBOPOM COJIM, BBICYIIMBAIIN HaJ
0€3BO/IHBIM CyJIb()aTOM MarHus ¥ KOHLEHTPUPOBAJIHM NPH MOHIKCHHOM JaBiieHHH. [1oydeHHBIH 0CTaTOK O4H-
many xpomarorpaduell Ha cuiaMkaresie (reKCcaH/dTHIIaLeTaT), Mojydasi yKa3aHHOe B 3arjlaBuu coeauHenue (249
MT).

'H SIMP (300 MI'i, IMCO-dg) & 0,27-0,36 (2H, m), 0,50-0,63 (2H, M), 1,10 (3H, 1, J=6,4 T'm), 1,21-1,31
(1H, m), 1,29-1,45 (2H, m), 1,51-1,73 (2H, m), 2,01-2,21 (4H, m), 2,86-3,03 (1H, m), 3,33-3,48 (2H, m), 3,55-
3,64 (1H, m), 3,65-3,78 (1H, m), 3,85 (2H, n, J=7,2 I'n), 6,91 (1H, nox, J=8,7, 2,6 T'n), 7,25 (1H, 1, J=2,3 T'm),
7,52 (1H, g, J=8,7 I'm).

MC (ESI+): [M+H]" 371,0.

J) 1-({Tpanc-4-[ 6-(TUKIOMPOIHIMETOKCH)- | ,3-0€H30KCa3071-2 - T |ITUKIIOTEKCHIT } OKCH )IIPOTIaH-2-aMUH.
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PactBop 2-[Tpanc-4-(2-a3uI0MPONOKCH ) IIUKIOTCKCHII |-6-(I[UKIOIPOMMIMETOKCH)- 1 ,3-0eH30Kca3ona (249
mr) u Tpudenmndpocouna (353 mr) B cmecu TT'D (4 mum)/Bona (2 mur) nepemerniBanu npu 60°C B TeueHHE HOYH.
PeakunoHHON cMecH JaBalld OCTBHITh /10 KOMHAaTHOM TEMIIEpaTypbl, SKCTParupoBalid STUJIAIETATOM U BOJIOH.
[TosryueHHBIH OpraHMYECKH CIIOW MPOMBIBAIHM HACBHIIICHHBIM PAaCTBOPOM COJIH, BBICYIIMBAIK HajJ O€3BOJHBIM
Cynp(paToM MarHUS W KOHIEHTPHPOBAIH NPHU IMOHKECHHOM JaBlieHNH. [lorydeHHbII 0CTaTOK OYHINAIN XpoMa-
Torpadueil Ha cuMKaresne (3TUIAeTaT/METaHOM), TToJTydast yKa3aHHOE B 3arjlaBuu coeauHenue (172 mr).

'H SIMP (300 MI't, IMCO-dg) & 0,25-0,37 (2H, m), 0,51-0,63 (2H, M), 0,93 (3H, 1, J=6,4 T'm), 1,18-1,44
(3H, m), 1,51-1,71 (3H, m), 2,01-2,23 (4H, m), 2,80-2,98 (2H, m), 3,05-3,26 (4H, m), 3,85 (2H, 1, J=7,2 '), 6,91
(1H, nn, J=8,7, 2,6 T'w), 7,25 (1H, n, J=2,3 I'n), 7,52 (1H, 1, J=8,7 I'm).

MC (ESI+): [M+H]" 345,0.

K) N-[2-({Tpanc-4-[ 6-(UKIOTPONHUIMETOKCH)- 1 ,3-0€H30KCa30-2-HJI | IMKIOTeKCHI } OKCH)- 1 -
METHIIITHI |al[CTAMU/I.

PactBop  1-({Tpanc-4-[6-(LuKIOIPONMIMETOKCH)-1,3-0€H30KCa301-2-MIT | IIMKIIOT €KCHII } OKCH )IPOTIaH-2-
amuHa (172 Mr) u ykcycHoro anruapuna (0,24 M) B nupuanHe (4 Mi1) IepeMemrBaIi pu KOMHATHOH TeMIle-
patype B TeucHHe 2 4. PeakIMOHHYI0 CMeCh KOHIICHTPHUPOBAIHM MPH TOHMKCHHOM NABICHUH W TOJTYYCHHBIH
OCTaTOK OYMINanu xpomatorpaduei Ha cunukarene (NH, rexcan/stunanerar). [lodydeHHBIH OCTaTOK TIEPEKPH-
CTaJUTM30BBIBAJIM U3 dTHJIAIIETaTa ¥ TeKCaHa, IMoTydyasl yKa3aHHOE B 3arjIlaBUU coequHeHue (95 Mr) B Buze OembIx
KPHCTAIJIOB.

'H SIMP (300 MI'i, IMCO-dg) & 0,26-0,37 (2H, m), 0,50-0,62 (2H, M), 1,03 (3H, 1, J=6,8 T'm), 1,15-1,42
(3H, m), 1,50-1,70 (2H, m), 1,79 (3H, ¢), 1,95-2,19 (4H, m), 2,84-2,99 (1H, m), 3,21-3,29 (2H, M), 3,36-3,41 (1H,
M), 3,79-3,93 (3H, m), 6,91 (1H, ax, J=8,7, 2,6 '), 7,24 (1H, x, J=2,3 T'm), 7,53 (1H, m, J=8,7 T'm), 7,68 (1H, &,
J=7,5Tm).

MC (ESI+): [M+H]" 387.0.

T.m. 131-132°C.

Jlannbie ananuza. Beraucneno ais C,,H3oN,Oy4: C, 68,37; H, 7,82; N, 7,25. Haitneno: C, 68,10; H, 7,92; N,
7,18.

ITpumep 40.

N-[(1S)-2-({Tpanc-4-[6-(2-IUKIOPONIIITOKCH )-2 H-UH1a30J1-2 1T |LIUKITOTEKC I } OKCH)- 1 -

METHIIDTHIT |alleTAMHI.

A) 4-(2-1TukI0npONMHUIITOKCH)- | -METHII-2-HATPOOESH30JI.

Cycnienzuto 4-mMetun-3-aurpodenona (3 1), 2-IUKIONPONUIITHI MeTaHcyabdoHnaTa (3,22 T) u kapOoHaTta
kamust (2,71 t) B AM®DA (100 M) nepememmanyu nipu 80°C B TeueHue 6 4. PeakImoHHO#M cMecH JaBajn OCTHITh
JI0 KOMHaTHOM TeMIIEpaTypsl U BBIIAPHBAIN PACTBOPUTEIH IPH MOHMKEHHOM JaBiIeHUH. [lomydeHHbIi ocTaToK
SKCTPAarupoOBaIM ITUIALETATOM U BOIOH, M OPTraHWYECKHH CIIONH NMPOMBIBATIN HACHIIIEHHBIM PacTBOPOM COJIH,
BBICYIIIMBAJIN HaJ OC3BOJHBIM CYJIb(aToOM MarHHs ¥ KOHIICHTPUPOBAIU MPU MOHIKCHHOM AaBicHuu. [lomydeH-
HBIA OCTAaTOK OYHIIANK XpoMmaTorpaduei Ha cwimkarene (NH, rekcan/aTuianerar), moinyvas yKa3zaHHOE B 3a-
riaBuu coenuHenue (3,65 T).

'H SIMP (300 MT't;, IMCO-de) & 0,04-0,24 (2H, m), 0,38-0,56 (2H, m), 0,73-0,92 (1H, m), 1,50-1,72 (2H,
M), 2,42 (3H, c), 4,09 (2H, 1, J=6,6 '), 7,20-7,27 (1H, m), 7,40 (1H, n, J=8,3 T'n), 7,50 (1H, 1, J=2,6 I'n).

B) 4-(2-1IMKI0npONMIITOKCH )-2-HUTPOOCH3aIIbICT UL

PactBop 2,2'-az0-6uc-(m3o0ytuponurpmna) (0,122 1), N-Opomcykummammuma (3,19 1) u  4-(2-
MUKIIOTIPOTTHIIATOKCH)- | -MeTrI-2-HuTpoben3ona (3,30 r) B atmnanerare (100 MiT) KHIIATHIN ¢ OOpaTHBIM XOJI0-
IUIBHUKOM B TedeHHUe § 4. PeaknmoHHO# cMecH naBany OCTHITH O KOMHATHOM TeMIIepaTyphl, IPOMBIBAIN Ha-
CBIIIICHHBIM BOJHBIM PacTBOPOM.THIPOKAapOOHATa HATPHUS M HACHIIMIEHHBIM PACTBOPOM COJH, ¥ BBICYIITHBAIN HaJ
6e3BoHBIM cynbdarom Marawus. [lomydeHHBIH pacTBOp (GHUIBTPOBAIM Yepe3 TOHKUHN CIOW CHJIMKArels W KOH-
HEHTPUPOBAIN QUIBTPAT MPHU MTOHKEHHOM JIaBlieHUH. [10JTyIeHHBIH 0CTaTOK pacTBOPSIIH B arieToHuTpuie (150
M) 1 ipu 0°C mo6aBIsiy K pacTBopy MosekyisipHbie cuta 4A (10 r) u N-okcua 4-mMerunmopdonuna (2,02 1).
PeaknnoHHYI0 cMech MepeMenInBai B atMocepe aproHa Ipu KOMHATHOW TeMIlepaType B TCUCHUE 3 4 U KOH-
UCHTPUPOBATH MPH TIOHIXKEHHOM JIaBJIeHUH. [10Ty4eHHBIA OCTATOK OYHIIANN XpoMmarorpadueii Ha CHIHKarene
(Texcan/3THIaneTar), mojyyas ykazaHHoe B 3ariaBuu coenaunenue (1,90 r).

'H SIMP (300 MT'y, IMCO-de) & 0,07-0,24 (2H, m), 0,31-0,57 (2H, m), 0,72-0,97 (1H, m), 1,53-1,74 (2H,
M), 4,24 (2H, T, J=6,6 I'n), 7,44 (1H, an, J=8,7, 2,3 I'n), 7,62 (1H, 1, J=2,3 T'm), 7,95 (1H, n, J=8,3 I'm), 10,04
(1H, ).

C) 4-({(2S)-2-[(Tper-OyTOKCHKAPOOHMIT)aMHHO |IPOITHII } OKCH )peHMIaneTar.

K pactBopy 4-ruapoxcudenmnanerara (60,8 ), tpeT-0yTni-[(1S)-2-ruapokcu-1-MeTrad T |kapbamara
(70 r) u tpudenmndocpuna (105 r) B TT'® (300 M) mo xamwmsiv mipu 0°C godassumu pacteop (1,9 M, 210 mu)
JTUH30IIPONIIT a30IKapOOKCHIIaTa B TOIYO0JIe, 1 CMECh IIepEeMEIINBAIIN P KOMHATHON TeMIIepaType B TCUCHHE
16 4. PeaknnoHHYyI0 CMeCh KOHIIEHTPHPOBAIH NPH MOHWKEHHOM JIaBJICHHUH, OCTATOK CYCIIEHANPOBAIH B IUITH-
JI0BOM 3¢Hpe U yAALUIN ocaloK GuibTpoBaHeM. OUIBTPAaT KOHIIEHTPUPOBAIN U OCTATOK OYHUILAIH XPOMATo-
rpadueil Ha cuimkarene (TeKCaH/3THUJAIETAT), W TOBTOpHAas xpomarorpadusi Ha cuinukarene (NH, rek-
CaH/3TUIIAICTAT) [TO3BOJISUIA TIOTYYUTh YKa3aHHOE B 3ariaBun coeaunenue (70,9 r).
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'H SIMP (300 MTI'ti, IMCO-de) & 1,11 (3H, x, J=6,0 T'm), 1,38 (9H, c), 2,23 (3H, c), 3,54-3,96 (3H, M),
6,87 (1H, m), 6,90-6,96 (2H, m), 6,98-7,09 (2H, m).

D) tper-Bytun-[(1S)-2-(4-ruapokcudeHnokcn)- 1 -MeTHITII |[Kapbamar.

Cwmechb 4-({(2S)-2-[(TpeT-OyToKkcrukapOOHIIT)aMIHO [uporti f oken ) penmnanerara (70 r), kapOoHaTa Kamus
(156 r) m meranona (800 M) mepeMemMBaIl MPU KOMHATHON TeMmIepaType B TeueHue 3 mHeil. PeakmoHHyIo
CMech KOHLIEHTPUPOBAIN TIPY IMOHMWKCHHOM JABJICHHUH, MTOJMYUCHHBIH OCTATOK HEHTPAIN30BBIBATIH BOJHBIM pac-
TBOPOM JIMMOHHOHN KHCIIOTHI U pa30aBisuIn 3TiinaneTatoM. OpraHmdecKuil Cloi MpOMBIBAIM HACHIIIICHHBIM pac-
TBOPOM COJIM ¥ BBICYIIIMBAJH HaJ O€3BOAHBIM CyIh(PaToM MarHus. PacTBOpHTENb BBITAPHBAIHN NPH ITOHIKEH-
HOM JIaBJICHWH, TIOJTydasl yKa3aHHOE B 3arjaBuu coeaunenue (40,5 r).

MC (ESI+): [M+H]" 168,1.

E) tper-Bytmi-{(1S)-2-[(uuc-4-ruqpOoKCHIIMKIOT€KCHI)OKCH |- | -MeTHIIITII } KapOamar.

Cycnienzuto Tpet-0yTnin-[(1S)-2-(4-runpoxcudenokcn)- 1 -metrmatui|kapdamata (40 1) u 5% poaus-Ha-
yrie (comepskamero 50% Bonsl, 8,0 T) B Metanone (600 min) nepememBanu npu 60°C B TeueHue 3 4 B aTMO-
chepe Bomopona (5 arm). Karamusatop ynmansiou GuibTpoBaHHEM H (QIIBTPAT KOHIECHTpUpOBaiU. OCTaTOK
ouuInanu xpomarorpadueii Ha cumkarene (TeKCaH/3THIIAIETAT), MMONTydas YKa3aHHOE B 3arjaBHH COCTUHCHUE
(8,3 1).

'H IMP (300 MI'u, IMCO-dg) & 1,01 (3H, 1, J=6,8 T'm), 1,35-1,40 (10H, m), 1,40-1,54 (5H, m), 1,55-1,75.
(2H, m), 2,94-3,23 (1H, m), 3,20-3,30 (2H, m), 3,39-3,71 (2H, m), 4,37 (1H, x, J=3,8 'm), 6,59 (1H, &, J=7,6 'm).

F) tper-bytun-{(1S)-2-[(Tpanc-4-a3ua0NKIOTEKCHIT ) OKCH |- | -MeTHIIITHIT } KapOaMmar.

K pactBopy Tpet-0yTui-{(1S)-2-[(1uc-4-ruapOoKCHIIMKIOTEKCIIT)OKCH |- | -MeTriaTha f Kapbamara (5,00 T),
tpudpenmidochuna (7,20 r) u nudenundochopmnasuna (5,03 r) B Tomyose (200 M) Mo KarusiM J0O0aBIISUTH
pactBop (1,9 M, 14,4 M) aAum30NpoONU a30IuKapOOKCHIaTa B TOYOJIe U TIEpEMEIIHMBAINA CMECh TIPU KOMHAT-
HOU TeMmepaType B TedeHue 16 4. PeakmoHHYI0 CMeCh KOHIICHTPHPOBAIH MPH TOHIDKEHHOM JaBJICHUH, OCTa-
TOK CYCICHIUPOBAIU B JUATHIOBOM 3(hUpPE U yIaIsUIH 0calok GuibTpoBanueM. OUinbTpaT KOHIICHTPUPOBAIH H
OCTaTOK OYHMINATK XpoMaTorpaduell Ha cUIuKareie (FeKCaH/3THIIAIETaT), Moaydas YKa3aHHOE B 3arjaBHU CO-
equnenue (1,05 r).

'H SIMP (300 MI'u, IMCO-dg) & 0,99 (3H, x, J=6,8 T'm), 1,19-1,35 (4H, m), 1,37 (9H, c), 1,88 (4H, 1,
J=9,1Tw), 3,15 (1H, nx, J=9,4, 6,8 T'n), 3,22-3,39 (2H, m), 3,43-3,67 (2H, m), 6,61 (1H, 1, J=7,6 I'n).

G) tper-bytun-[(1S)-2-({Tpanc-4-[ 6-(2-pKnonponmiIdTOKCcH)-2 H-HH1a3051-2 -1 | TUKIOT€KCHI } OKCH)-1 -
METHIITHII |[KapOamar.

PactBop 4-(2-mUKIIOTPONMIIATOKCH )-2-HUTpOoOeH3anpaeruaa (0,79 1), Tper-OyTmi-{(1S)-2-[(Tpanc-4-
a3HUJIOIMKIIOTeKCHIT)OKCH |- 1 -MeTumaTrn f kapbamara (1,0 1), tpudermndpochuna (3,08 r) u TpmdTHIDOChaTa
(3,08 r) B Tommyose (10 M) KATIATHIA ¢ OOpaTHBIM XOJIOAMJILHUKOM B TeUeHHE 3 4. PeakIMOHHON CMeCH JTaBaiin
OCTBITH ¥ KOHILIEHTPUPOBAJH TP MOHIDKEHHOM JaBieHnH. K momydeHHOMY ocTaTKy 100aBisuty TpuaTIiidhocdar
(4,0 ) u cmech mepememmBany mpu 160°C B Teuenue 4 4. PeaknimOHHOW CMECH JaBalld OCTHITh M OUYHUIIAIH
xpoMmaTorpaduei Ha cuInkarese (TeKcaH/dTHIIAIEeTar), MoyJas ykazaHHOe B 3aryiaBuu coeauaenue (1,2 r).

MC (ESI+): [M+H]" 458,2.

H) N-[(1S)-2-({Tpanc-4-[6-(2-IHUKIOTIPOMIIITOKCH )-2 H-UH1a30I1-2 - 1T | IIUKITOTEKCHIT } OKCH)- 1 -
METHIIITHI |al[eTAMU/I.
K pacTtBopy Tpet-0yTuin-[(1S5)-2-({Tpanc-4-[ 6-(2-tukonponmwisTokcn)-2H-nanazon-2-

VI IMKJIOTEKCHI | OKCH) - 1 -MeTmia Tl [kapOamara (1,2 1) B stminanerate (30 mu) noGasiusin 4 M XIIOpPHCTBIH
Bogopo/sTraneTar (10 M) U mepemMenmrBail cMeCh PU KOMHATHOW TeMIiepaType B TedeHue S5 4. Peakimon-
HYIO CMECh KOHIIGHTPHPOBAIH IIPH TOHIKEHHOM JaBJICHHUH, MOIYYCHHBIH OCTaTOK pacTBOpsuM B nupuaune (10
MJI) ¥ TIpU KOMHATHOHM TeMIiepaType no0aBisuli K pacTBOpy YKCycHbIN anruapun (1 mi). PeaknnonHyro cMech
MepeMeIInBaId TPH KOMHAaTHON TeMIlepaType B TeUeHHE 3 9 W KOHIIEHTPHUPOBAIX NIPH IOHIDKCHHOM JaBJICHHH.
[TosryueHHBIH 0CTaTOK paCTBOPSUTH B STHJIAIIETAaTE M BOAE U AKCTPATUPOBAIIN PACcTBOP 3THianeTaTtoM. Opranmye-
CKHUH CIIOM TOCIIeA0BATEFHO MPOMBIBAIM BOJON, HACHIIIEHHBIM BOJHBIM PacTBOPOM THAPOKapOOHATa HATPUS U
HACBIIIEHHBIM PAacTBOPOM COJIM, BHICYLIMBAIH Haj OE3BOAHBIM CyJIb(aToOM MarHus U KOHIEHTPHUPOBAIU TIPH
MOHIKEHHOM JaBiieHuu. [lonydeHnsid ocraTok pasgersuti npu nomory BOXKX (C18, moxBmxkHas ¢asza: Box-
HBII1 pacTBOp rUIpOKapOOHATa aMMOHHMSI/AIETOHUTPHII) M K TTOJTydeHHOH (pakuuu nobasisum Boay. CMech KC-
TparupoBajy 3THJIALETaTOM, BBICYIINBAIN HaJl OE3BOAHBIM CyJIb(aToM HaTpHs W KOHLIEHTPUPOBAIHU MPH TIOHH-
>KEHHOM JIaBJICHHH, TIOJTy4yasl yKa3aHHOE B 3arjaBuu coeauHenue (153 mr).

'H SIMP (300 MI', JIMCO-de) & 0,05-0,22 (2H, m), 0,36-0,52 (2H, m), 0,73-0,96 (1H, M), 1,04 (3H, x,
J=6,8 I'm), 1,19-1,48 (2H, m), 1,56-1,73 (2H, m), 1,79 (3H, ¢), 1,84-2,02 (2H, m), 2,10 (4H, 1, J=10,5 T'w), 3,16~
3,29 (1H, m), 3,33-3,46 (2H, m), 3,86 (1H, a1, J=13.4, 6,5 I'y), 4,03 (2H, 1, J=6,4 T'nm), 4,26-4,51 (1H, m), 6,67
(1H, nxm, J=8,9, 2,1 '), 6,90 (1H, gz, J=1,5 '), 7,53 (1H, x, J=9,0 T'm), 7,69 (1H, x, J=7,9 I'm), 8,23 (1H, c).

MC (ESI+): [M+H]" 400,3.

T.m. 98-99°C.

Jlannble ananmza. Berancieno s Cp3Hs3N3;O5: C, 69,14; H, 8,33; N, 10,52. Hatineno: C, 69,00; H, 8,35;
N, 10,43.

ITpumep 41.
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N-(3-{Tpanc-4-[6-(HUKIOPONIIMETOKCH )-2 H-MH1a3011-2 - 1T | IIUKIIOTEKCHIT § - | -METHIIIIP OTIHIT )al[e TAM I,

A) 4-(IukI0mpOnImIMETOKCH ) - | -MeTHI-2-HUTPOOCH301T.

Kap6onart kanus (48,7 ) 1 (6pomMmMeTtrn)uukionpomnan (34,2 mMi1) mpyu KOMHATHON TeMIiepaType 100aBisuIn
K pactBopy 4-meTwi-3-aHurpodenona (49,1 r) 8 IM®DA (320 mur) u nepeMenIuBaId peakinOHHYI0 CMECh MPH
60°C B TeyeHne HOUW. PacTBOpHUTENHh BBHITTAPUBAIN TPH MIOHWKSHHOM JTaBJICHUHM, OCTATOK PACTBOPSIIU B JUITH-
noBoM 3¢dupe U pacTBop 3 pa3a MPOMBIBAIH BOJOW. BOTHBIN CI0M BHOBb SKCTParupOBAIH TUITHIOBBIM d(QHUPOM
1 00BbETUHEHHBIE OPTaHWYECKHE CIIOM IPOMBIBAIIM HACHIIICHHBIM PAaCTBOPOM COJH, BBICYIIMBAIHM Haja O€3BOJ-
HBIM Cy/ib(aToM MarHus W KOHIIGHTPUPOBAIH IPH IOHIKEHHOM [aBJICHWH, MONydas yKa3aHHOE B 3ariIaBHU
coeauHenue (66,4 r).

'H SIMP (300 MI'ti, CDCl3) & 0,31-0,42 (2H, m), 0,62-0,72 (2H, M), 1,16-1,36 (1H, m), 2,52 (3H, c), 3,83
(2H, 1, J=7,2 T'w), 7,07 (1H, nx, J=8,7, 2,6 Tw), 7,21 (1H, n, J=8,7 I'n), 7,49 (1H, 1, J=2,6 I'n).

B) 1-(bpommeTnit)-4-(LUKIONPOIMIMETOKCH)-2-HUTPOOEH30J1.

K cmecn 4-(mukionponuiMeTokcn)- 1 -metin-2-autpobensona (66,4 1) u pactBopa N-OpOMCYKIIMHUMHIA
(68,4 1) B aTrmanetare (1,0 i) 5-ro nopumsimu ipu 90°C nob6asisu 2,2'-a30-0uc-(2-MeTuanponuonuTpui) (2,63
r). Peaknmonnyro cmech nepemermsany npu 90°C B Teuenue Houn. K nmomydennoit cmecu npu 90°C nobasisiu
N-6pomcykimaumua (34,2 1) u 2,2'-azo0-6uc-(2-metmnmnpormonutpmin) (1,32 r). CMmecu nmaBajiul OCTBITH MPH
KOMHATHOU TeMIIepaType, KOHIICHTPUPOBAIX TP TOHIKEHHOM JAaBIICHIH M OCTABIISUIM OCTATOK CTOSATH B TEUE-
Hue HOouM. OOpa3oBaBIIMECS KPHUCTAUIBI coOMpann (QUIbTPOBAHUEM, ITPOMBIBAIM METAHOJIOM W BBICYIIMBAIN
TIpY TTIOHM)KEHHOM JIaBJICHUH, ITOJTyYasi YKa3aHHOE B 3arjiaBuu coenuHenue (49,9 r).

'H SIMP (300 MI'u, CDCl5) 8 0,33-0,42 (2H, m), 0,64-0,73 (2H, m), 1,20-1,38 (1H, M), 3,87 (2H, 1, J=7,2
I'm), 4,79 (2H, ¢), 7,12 (1H, gz, J=8,7, 2,6 I'n), 7,44 (1H, 1, J=8,7 '), 7,54 (1H, 1, J=2,6 T'my).

C) 4-(LInkmomponmmIMETOKCH )-2-HUTPOOEH3a b ICTHI.

K pactBopy 1-(6poMMeTiiT)-4-(IIUKIOPONUIMETOKCH)-2-HuTpooen3ona (11,4 1) B arteroruTpuie (200 mur)
TIpH KOMHATHOH TeMmepaType 106aBasan MojiekysapHsie cuta 4A (55 r) u N-metunmopdomun (9,37 1). Peak-
IIMOHHYIO CMECh MEPEMEIINBAIN B aTMOC(epe aproHa Npyu KOMHATHOH TeMIieparype B TeueHue 1 4 u GuibTpo-
BaJIM 4epe3 nenut. [lomydeHHbIH GuibTpaT KOHIEHTPUPOBAIN MIPU MOHIKEHHOM JaBJICHUH, OCTAaTOK PacTBOPSI-
JM B IUSTHIOBOM 3(Upe M PacTBOP ABAXKIBI MPOMBIBAJIM OH XJIOPHUCTO-BOJOPOIHON KHCIOTOW M OJUH pa3 BO-
Joi. OpraHudecKuid CJIOM MPOMBIBAIM HACHINICHHBIM PacTBOPOM COJIH, BBICYIIMBAIIM HajJ OE3BOIHBIM Cyibda-
TOM Marfys ¥ KOHIIEHTPHUPOBAIN IPU HOHIKEHHOM AaBiieHHH. OCTaTOK OYHIIAN XpoMaTorpaduel Ha CIITHKa-
rene (TeKCaH/3TUIIAIETAT), MOTyJas YKa3aHHOe B 3aryiaBuu coenuHenue (6,39 r).

'H SIMP (300 MI', CDCl5) 8 0,36-0,45 (2H, m), 0,66-0,78 (2H, M), 1,23-1,40 (1H, M), 3,96 (2H, 1, J=6,8
I'm), 7,22 (1H, mn, J=8,7, 2,6 I'), 7,50 (1H, 1, J=2,6 I'm), 7,97 (1H, g, J=8,7 '), 10,29 (1H, c).

D) Metun-tpanc-4-[ 6-(UKIOTPONMIMETOKCH )-2H-1H1a3071-2 - 1T |ITUKIIOTeKCaHKapOOKCHIIaT.

MOHOTHIPOXJIOPHT METHI TpaHC-4-aMUHOITMKIIorekcankapOokcmnata (10,0 T) pacTBOpsUTA B dTHIIALIETATE
(50 M), TT'® (10 M) ¥ HACHIIIIEHHOM BOJHOM pacTBope KapOoHarta Kamus (20 MiT) pH OXJITKIACHUH JIBIOM, U
TOJTYYEHHYIO CMECh dKCTparupoBainu cMechio stmnanetat/TT'® (5/1). OObeAMHEHHBIN OPTaHUYECKHA CIION BBI-
CYIIMBaIIM HaJ OE3BOAHBIM CYJIb(ATOM MarHusi 1 KOHLIEHTPHUPOBAJIH IIPY NOHIKEHHOM JIaBJICHHH, ITOTyqas Oec-
nBeTHBI mopomok (5,98 r1). Cmech mnomydenHoro mopomka (5,98 1), 4-(UMKIONPONHMIMETOKCH)-2-
HUTpoOeH3anbaeruaa (8,41 r) n Tonyona (200 Mi1) KMIITHIM ¢ OOPATHBIM XOJIOJWILHUKOM B TeueHue 15 u. Pe-
AKI[MOHHOW CMECH JJaBajIi OCTHITH 0 KOMHATHOM TEMIIEpaTyphl U BHIIIAPUBAIH PACTBOPUTEND MPH IIOHNKEHHOM
nasieHnr. OCTaTOK pacTBOpsUIM B TpuaTHidocdare (25,3 r) u nepememnBain cmeck npu 190°C B Teyenue S 4.
PeakioHHO¥M cMecH JaBalii OCTHITh JO KOMHATHOHM TeMIepaTyphl M OYHUIIAIN XpoMaTorpadueid Ha cHiInKareie
(Texcan/aTHNANETAT), MOJTyYas YKa3aHHOE B 3aryiaBuu coenuuenue (6,98 r).

MC (ESI+): [M+H]" 329,2.

E) {Tpanc-4-[6-(uuxionponuiMeTokcH )-2H-nHm1a3051-2 -1t | ITKI0TeKCHIT } METaHOJ.

K cycnensun nurnitamomunuiiruapuaa (0,462 r) 8 TT'® (100 mi1) mpu oXJTaKISHUH JIHIOM T10 KaIlIsM J0-
0aBsLTA  pacTBOpP METHI  TpaHc-4-[ 6-(IUKIONPONHIMETOKCH )-2 H-nH1a301-2-11 | MUKIJIOTeKCaHKap OOKCHITaTa
(4,00 r) B TT® (100 mur). PeakunoHHYIO cMech NepeMeIINBaIIN TIPH OXJIaXKICHUH JbJIOM B TeUCHHE 2 9 U OCTO-
POXHO TOCIIEN0BaTENFHO 100aBIsul K Hell Boxy (0,462 min), SH. BoxHBIN pacTBOp ruapokcuaa Hatpus (0,462
wi1) u Boxy (0,462 mi). [lomydeHHyI0 CMeCh NepeMeIInBaIId, OXJIaX1as JbJoM, B TeueHne 30 MUH ¥ OTACISAIH
¢unbTpOBaHMEM 00pa3oBaBIIMiiCcS ocanok. [lonmyueHHBI GUILTPAT KOHIEHTPUPOBAIH MPU HOHMKCHHOM JIaB-
JICHUH, TI0JTy4ast yKa3zaHHOe B 3ariaBuu coeauHenue (3,51 r).

'H SIMP (300 MT';, IMCO-de) & 0,25-0,40 (2H, m), 0,49-0,66 (2H, m), 0,97-1,34 (3H, m), 1,45 (1H, mx,
J=8,7, 6,0, 3,0 I'm), 1,80-1,96 (4H, m), 2,05-2,20 (2H, m), 3,23-3,34 (2H, m), 3,82 (2H, 1, J=7,2 T'n), 4,22-4,40
(1H, m), 4,46 (1H, 1, J=5,3 I'y), 6,68 (1H, a7, J=8,9, 2,1 I'n), 6,86 (1H, x, J=2,3 '), 7,52 (1H, 1, J=8,7 T'm), 8,23
(1H, ¢).

F) Tpanc-4-[6-(mukonponuiMeTokcn )-2H-uH1a3051-2 -1t | TUKIIoreKcaHKapOaIbIeT U L.

K pactBopy {Tpanc-4-[6-(muknonponunmeTokcn)-2H-nHaaa3on-2-nn]uukinorekcui jMeranona (3,50 r) B
anetorutpuie (100 mi) nobasnsumm peareHT Jlecca-MaptuHaa (5,93 ) 1 mepemMemmBaiy cMech IpU KOMHATHON
TeMIIepaType B Te€UeHHE 5 4. PeakIIMOHHYI0 CMeCh BBIJIMBAJIH B JICASHYIO BOLY U SKCTParupoBAIIN STHUIIAIIETATOM.
Opranuyeckuii CJIOH NMPOMBIBAJIM HACHINICHHBIM PacTBOPOM COJIM, BBICYIIMBAIN Haj OE3BOIAHBIM CYIb(haToM
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MarHus U KOHIICHTPUPOBAJH IPU MOHWKCHHOM JaBiIcHUU. OCTaTOK OYHUINAIH XpoMaTorpaduell Ha CHITHKarelie
(rexcan/aTmnanerar), noJxydasi ykasaHHoe B 3aryaBun coenunenue (3,30 r).

'H SIMP (300 MI', IMCO-de) & 0,24-0,42 (2H, m), 0,49-0,69 (2H, M), 1,20-1,32 (1H, m), 1,33-1,54 (2H,
M), 1,79-2,04 (2H, m), 2,04-2,27 (4H, m), 2,30-2,47 (1H, m), 3,82 (2H, x, J=7,2 I'n), 4,22-4,50 (1H, m), 6,69 (1H,
o, J=8.,9, 2,1 '), 6,86 (1H, x, J=1,9 T'm), 7,53 (1H, x, J=9,0 I'm), 8,23 (1H, ¢), 9,63 (1H, ¢).

G) (3E)-4-{Tpanc-4-[6-(uKIOPOMMIMETOKCH )-2 H-MH1a3051-2 -MJI |ITUKITOTEKCHIT } Oy T-3-€H-2-0H.

Tunpun Hatpus (0,292 T) MalEHBKUMU TIOPIFSIMHU TP OXJIKICHUH JIhJIOM TOOABISIIN K PACTBOPY IHUMeE-
THn 2-okconponmidocdonara (2,021 r) B 1,2-gumerokcudTane (50 mia). PeakmoHHy0 cMech ImepeMeNInBaiy B
TedeHre | 9 TpH OXJIKIACHWH JIHIOM M, MPOIOJDKAs OXJAXKICHHE JBIAOM, NOOaBISIN PacTBOp TpaHc-4-[6-
(mukonponuiMeToken)-2H-unnazon-2-wn|ukinorekcankapbanpaeruna (3,30 r) B 1,2-mumetokcudtane (50
wi1). PeaknmoHHy!0 cMech INepeMelIMBaIN NPH KOMHATHOH TeMIeparype B T€UEHHE 3 4, NPU OXJIAKIACHUH
JBJIOM BBUIMBAIN B 1H. XJIOPHCTO-BOJOPOIHYIO KHCJIOTY M DKCTParupoBajl cMech dTuianeratoM. OpraHude-
CKUH CJOW MPOMBIBATHM HACHIIICHHBIM PAaCTBOPOM COJIM, BHICYIIUBAIM HAJ OC3BOMHBIM CYIb()aToOM MarHus W
KOHIICHTPUPOBAIX TIPU TMOHIKCHHOM JaBiicHHH. OCTaTOK OYHMINANIKA XpoMmaTtorpadueidl Ha cuiukareie (Tek-
CaH/3TUIIAICTAT), TOJyYasi YKa3aHHOE B 3aryiaBuu coenuHeHue (2,85 r).

MC (ESI+): [M+H]" 339,2.

H) 4-{Tpanc-4-[6-(mukmonponmuIMeTOKCH )-2 H-nH1a301-2 -1 | IUKIIOTeKCHIT } Oy TaH-2-0H.

Cwmech (3E)-4-{1panc-4-[ 6-(uukmonponuimMeTokcH )-2 H-uH1a301-2 -1 | mukiiorekcu } 0yr-3-en-2-oHa (2,85
T), KOMIUIEKCa dTWICHIUAMUHA U TaJaans Ha akTuBUpoBaHHOM yrie (0,538 1) u stmmamerarta (100 mi) mepe-
MEIIMBAJIA NP KOMHATHOM TemriepaType B TeueHue 15 1 B atmocdepe Bogopona. KartanuzaTop ynamsum Quiib-
TpPOBaHHEM U QIIBTPAT KOHIEHTPHUPOBAIN TIPU OHIKEHHOM JaBJICHUH, TIOJIyYasl yKa3aHHOE B 3arjaBHH COCIH-
HeHue (2,75 1).

MC (ESI+): [M+H]" 341,3.

I) 4-{Tpanc-4-[6-(nuxnonponuiMeTokcH)-2H-nHna3051-2- 1 JuuKIoreKe i } OyraH-2-0J1.

Boprunpun narpus (0,306 ) MaeHEKUMH TOPIUSIMH IIPH OXJIAXKJICHUHU JHOM NOOABIsUTH K pacTBOpy 4-
{Tpanc-4-[6-(uuxnonponuiMeTokcH)-2H-nuna3omn-2-mi]uukinorekcun } Oyran-2-ona (2,75 r) B sranone (100
wu1). PeaknmoHHyIo cMech niepeMelnBaiy pyu KOMHATHOM TeMIiepaType B TeUeHne | 4 ¥ KOHIEHTPUPOBAIIHU IPH
MOHIKEHHOM JaBiieHHH. OCTaToOK pa30aBisiiM BOJOM M CMECh SKCTPAarupoBajiy dTHiaaneratoM. OpraHndecKuit
CJIO¥ IPOMBIBAITM HACKHIIIEHHBIM PACTBOPOM COJIM, BRICYIIMBAIN HaJ O€3BOJHBIM CYNIH(AaTOM MarHus W KOHIICH-
TPUPOBAJIM TIPH NOHIKEHHOM naBieHuH. OcTaTOK oOYHMIanyM Xpomarorpadueil Ha cuimkareie (Tek-
CaH/?THIIAIETAT), TIONy4asl yKa3aHHOE B 3arjaBuu coequHenue (2,46 r).

MC (ESI+): [M+H]" 343.3.

J) 3-{Tpanc-4-[6-(muknonponunmMeTokcH)-2H-nHaa3011-2 -1 [ IUKIOTEKCHIT § - | -METHIITIIPOTIHIT  METAHCYJTb-
¢oHar.

K pactBOpy 4-{Tpanc-4-[6-(HUKIOMPONIIMETOKCH )-2 H-nH1a3011-2 -1t |HKIOTeKC I  OyTaH-2-ona (2,45 1)
u tprdTIiamuHa (1,50 mim) B TT'® (50 Mur) mpym oXita)IeHUH JIHJIOM 110 KaruisiM JO0aBIISUIM PacTBOP CYJIb(MOHHII-
xmopuaa (0,83 i) B TT'® (50 Mur) 1 mepeMeInBaiy CMeCh B TeUCHUE 19 TIpU oxutaxaeHue JIbJoM. [Ipomomkas
OXJIQKAEHHE JIBJOM, PEAKIIMOHHYIO CMECh BBUIMBAIH B |H. XJIOPHCTO-BOJOPOJHYIO KUCIIOTY M 9KCTParupoBajn
cMech dTrianeTatoM. OpraHnYecKuii CIIOW MPOMBIBANIN BOJOW, BOAHBIM PacTBOPOM THApPOKapOOHATa HATPHI U
HACHIIIEHHBIM PacTBOPOM COJIM, BBICYIIIMBAJIHM HaJ OC3BOTHBIM CyNb()aTOM MarHusi W KOHIEHTPHUPOBAIHA IPH
MTOHIKEHHOM JIaBJICHHH, MTOJTyYas YKa3aHHOE B 3arjlaBuu coequHenue (2,98 r).

MC (ESI+): [M+H]" 421,3.

K) 2-[Tpanc-4-(3-a3ua00y THI ) IIAKJIOT€KC I |-6-(LIIKIOPpONTIMeTOKCH )-2 H-uHmazol.

Cmech 3-{Tpanc-4-[6-(IUKIOTPOTHIMETOKCH )-2 H-HHIa301-2 -1 | IUKJIOT€KCHIT } - | -METHIITIPOTIIIT  METaH-
cynbonata (2,95 r), asuna Harpus (1,37 r) u AM®PA (100 mn) nepememusanu npu 80°C B TeueHue 2 4. Peaxk-
IIUOHHON CMECH JaBajlil OCTHITh O KOMHATHOW TEMIIEPaTyphl 1 KOHIICHTPUPOBAIH MIPU MTOHMKCHHOM JIABJICHHH.
OcTaTok pa30aBIsLIH ATHIAICTATOM U BOJOU M OTACISLTA OpraHMYCCKUH cinoi. OpraHudecKuil o MpOMBIBAIA
HACHIIIICHHBIM PACTBOPOM COJIM, BBICYIIMBAIM HaJ OC3BOJHBIM CYNb()AaTOM MarHus W KOHIICHTPUPOBAIHA TPHU
MOHIDKEHHOM JaBieHHH. OCTaToOK OuYMIIaiy XpoMaTorpaduei Ha cuimkaresie (TeKCaH/dTHIALEeTaT), Hoyydast
YKa3aHHOE B 3arjiaBuu coeguHenue (2,50 r).

'H SIMP (300 MI', IMCO-de) & 0,25-0,41 (2H, m), 0,48-0,63 (2H, M), 1,00-1,39 (9H, m), 1,43-1,60 (2H,
M), 1,73-1,96 (4H, m), 2,10 (2H, x, J=9,1 I'n), 3,48-3,64 (1H, m), 3,82 (2H, 1, J=6,8 '), 4,19-4,48 (1H, m), 6,68
(1H, nxm, J=8,9, 2,1 '), 6,86 (1H, c), 7,52 (1H, x, J=9,1 T'mm), 8,22 (1H, c).

L) N-(3-{Tpanc-4-[6-(THKIOTPONUIMETOKCH )-2 H-MH1a3071-2 - 1T | I KI0TeKCHI } -1 -
METHIITIPOTINIT )alleTAMHU.

Cmech 2-[Tpanc-4-(3-a3up00yTiin) IuKIoreKcH |-6-(mukonponmimMeTokc )-2H-uanazona (2,45 1), Tpu-
dberundochuna (1,75 r), Boasr (30 M) u TT'D (30 M) mepemMemmBamy Ipu KOMHATHOM TeMIiepaType B TeUESHUE
3 4. OpraHM4ecKuil paCTBOPHUTEIb BBHIMAPUBAIM TPU MMOHKCHHOM JaBIICHHUH, TOJYYCHHBINH BOJHBIA PacTBOP
HOAKHUCISIIA 6H. XJIOPUCTO-BOJOPOAHON KUcIOoTOoH (pH 1) M IBaskabl MpoMBIBAIM TUATHIOBEIM 3dupom. Box-
HBII1 pacTBOP MOIIIEIAYMBAIN KAPOOHATOM KaJIs M SKCTparuposain cMmechio tmnanerat/ TT'd (10/1). O6benn-
HCHHBIA OPTaHUYECKUN CIIOW TMPOMBIBAI HACBHIICHHBIM PACTBOPOM COJIH, BHICYIIMBAIU Hal OC3BOIHBIM CYIIb-
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(haToM MarHus W KOHIICHTPHPOBAIH TPH MMOHIKCHHOM naneHuu. OcTaTok pactBopsuid B mupuauae (30 M) u
IpY KOMHATHOH TeMIieparype A00aBisiin YKCyCHBIH aHruapun (3,15 min). PeaknmoHHyro cMech IiepeMeIBaim
P KOMHATHOH TemIiepaTrype B TeUCHHE 3 9 M BBIIAPUBAIHM PACTBOPUTENH IPU MTOHWKEHHOM JAaBieHnu. OcTa-
TOK pa30aBsaM 1H. XJIOPUCTO-BOJOPOTHON KHCIOTON M AKCTPArupoBalu cMech dTmianeTaToM. OpraHmdecKuid
CJIO¥ IPOMBIBAITM HACKHIIIEHHBIM PACTBOPOM COJIM, BRICYIIMBAIN HaJ 0€3BOJHBIM CYNIb(AaTOM MarHus W KOHIICH-
TPUPOBAIM TIPH NOHIKEHHOM naBieHuH. OcTaTOK oOdYHMImanyM Xpomartorpadueil Ha cuimkareie (Tek-
CaH/3TWIAIETAT, STHJIANIETAT/METaHON) U TOJY4eHHOE TBEPAOE BEIIECTBO NMEPEKPHUCTAIUIN3OBBIBATH U3 CMECH
TeKCaH/dTHIIAIIETaT, MoJTydas yKa3aHHOe B 3arjiaBuu coequHeHue (1,29 r) B Buze 6€CIBETHBIX KPUCTAIIIOB.

'"H SIMP (300 MT'i, IMCO-d) & 0,17-0,41 (2H, m), 0,49-0,69 (2H, m), 1,02 (3H, 1, J=6,4 T'), 1,06-1,31
(6H, m), 1,32-1,47 (2H, m), 1,67-1,93 (7H, m), 2,09 (2H, &, J=9,5 '), 3,52-3,76 (1H, m), 3,82 (2H, n, J=7,2 T'ny),
4,19-4,48 (1H, m), 6,68 (1H, nx, J=9,1, 1,9 I'n), 6,85 (1H, ¢), 7,52 (1H, x, J=9,1 '), 7,61 (1H, n, J=8,3 I'n), 8,21
(1H, ).

MC (ESI+): [M+H]" 384,2.

T.mn. 139-140°C.

Janueie ananusa. Beraucaeno mis Cp3H;33N;0,: C, 72,03; H, 8,67; N, 10,96. Hatineno: C, 71,90; H, 8,75;
N, 10,91.

[Ipumeps! coenuHEHNH, MOMYYCHHBIX OMMCAHHBIMHU BBIIIE WM aHAJOTHYHBIMH CIIOCOOAaMH, MOKa3aHbBI B
TIpUBEICHHBIX HIDKe Tabin. 1-5. [lpuBenmennnie B Tabmumax 3HadeHuss MC SBISIOTCS SKCIIEPUMEHTAIBLHO yCTa-
HOBJICHHBIMH.

Tabmnmma 1
[pumep v HammeHoBaHME IO CrpykTypa MC
HOMeHkJlaType IUPAC
1 N-[(18)-2-({1-[6- 388,2

'
(LMKJIOMPONUIMETOKCHU) ~ K@::/)‘O“’\_i—(

1,3-06eH30KCa30J-2-
W] OUNepuIrH-4-
nin}oxkcu) -1-
MEeTUIIDTUII] alleTaMmug

2 N-[(18)-2-({1-[5- : j\ 388,1

(LUKJIOTIPONUIMETOKCH ) ~
DY
1,3-BeH30KkCa30JI-2- @
Wil ouaepnanH-4 -
ninloxkcum) -1-
METUIIDTUII] alleTaMUI
3 N-[(18)-2-({1-[5- H 404 ,4
[(18)-2-({1-1 °\/'\uj\
(LMKJIONDONMIIMETOKCH ) ~ Ny

1,3-BeH3oTHasoy-2- DJ"GS

W] nunepnonH-4 -

un}oxkcu) -1-

METUJIDTUII] aleTaMn
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N-[2-({1-{6-
(LMKJIONMPONMUIIME TOKCHU) =
1,3-6eH30KCa30M-2-
uinlnunepuanH-4 -
ninloxkcu) -1-
MEeTUISTUI ] M30KCA30JI~3~

aMIH

SON

N

AT
st

N0,
J

413,2

N-(3-{1-[6-
(LMKJIONPONMUIIME@ TOKCH ) -
1,3-0eH30KCaz0J-2-
win) nunepunnH-4-mma}-1-

MEeTUJIIPONMII) aueTaMug

386,5

5a

N-[(18)-3-{1-[6-
(LMKJIONPONUIIMETOKCH) =
1,3-6eH30KCaABROJ-2-
W] nunepuanH-4-mma}-1-

MEeTUJINIPONMJII) ] aueTaMmng

386,5

N-[(18)-2-({1-[5-
(LMKJIOBY TUIIME TOKCU ) ~
1,3-6eH30KCa30JI-2-
W] nurnepuomuH-4 -
niljokcm) -1-

METUJISTUII] aleTaMu

402,3

N-[2-({1-[6-
(UMKJIONIPONMUIMETOKCH) -
1,3-6eH30KCas0J-2-

W] nunepuinH-4 -

NI} OKCHU) -1 -MEeTUIIBTII] -
4-MEeTUIIN30KCaBR0J-3~

aMIH

427,4

N-[2-({1-[6-
(UMKIONPONUIIMETOKCHU) -
1l,3-8eH30KCa30I~-2~
uillazeTuamH-3 -
nijoxcu) -1-

METUJIBTUN | aleTaMu I

360,1
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Tabnuma 2

IIprMep

HaumeHOBaHUe IO

HoMeHknaTtype IUPAC

CrpykTypa

MC

N-[(18)-1-meTumn-2- ({1-
[6-(2,2,2-
TpupTopsTOKCHK) -1, 3 -
OEeH30KCa30JI-2~

W] nunepuonH-4 -

uinloxcu) 3Tui] aueTamMmun

416,4

10

N-[(18)-2-{[1-(6-
(oTOoKCU-1,3-
BeH30THMasoJ-2 -~
WUIT) IUIIEPUINH-4 -
niloxkcm}-1-

METUNIBTUJI] aleTaMnn

378,1

11

N-{(18)-2-({1-[6-

(LM KJIONPONMUIIMETOKCH ) -
1,3-0eH30TMABOII-2~
Wil nunepunnH-4 -
wiloxcu) -1-

METUJIBTUII] alleTaMun

404 ,2

12

N—[(lS)—l—MeTmn—2-({l-
[6-(2,2,2-
TpudropaTokCcH) -1, 3~
BeHzoTHnasz3on-2~
ni]ounepuouH-4-

UI}OKCHU) B3TUJI] alleTaMun

432,2
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13

N-[(18)-2-({1-[6-(2,2-
mmpropsTokcu) -1, 3~
BeH30KCa30I-2~

Wi nurnepuanH-4 -
uiloxkcu) -1-

METWUJIBTUII] alleTaMng

398,3

14

N-[(18)-2-({1-[6-
(LMKJIONPONMIIMETOKCHU ) =
7-pTOop-1,3-
OeH30oKCcCaszoI-2~

W] nunepuonH-4 -
unloxrcu) -1-

METUNDTUII] alleTaMnI

406

15

N-[(18)-2-({1-[6-
(LMKJIONPONUIIMETOKCH ) -
4-prTop-1,3-
OeH30oKCcaszso0-2-

uinl nunepuinH-4-
uinjloxkcu) -1-

METWMIIBTUII ] apeTaMma

406

16

N-[(18)-2-({1-[5-
(LMKJICIIPONMIIMETOKCH ) -

6-pTop-1,3-

CeH30THMa30JI-2~
U] nunepuonH -4 -
nitoxkcu) -1-

METUMABTUJ] aleTaMna

D—/ F

422,2

17

1-[(18)-2-({1-[6-
(LMKIIONPONNUIIMETOKCH ) -
1l,3-0eH30OKCa30-2-

W) MUIepuInH-4 -

WM} OKCHU) -1 -METUIBTUI] -

3-MeETUIMOUYEBMHA

403,4
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Tabnuma 3

[Ipumep

HauMeHOBaHMe IO

HOMeHKJaType IUPAC

CrpykTypa

MC

18

1-[(18)-2-({1-1[6-

(LM KJTONPONUIIME TOKCH ) -
1l,3-BeH30KCaz30J-2~

W] IUMEepUONH -4 -UJ1 } OKCH) -
1-merunaTunl -3-

STUIIMOUYEBMHA

417,4

19

Merun [(18)-2-({1-[6-
(UMKJIONPONMIIMETOKCH) -
1l,3-0eH30KCaz0J-2~

V1] TAMEepUANH - 4 - 111} OKCH) -

1-MerusnaTui] kapbamar

404

20

N-[(18)-1-merun-2-{[1-
(5-nponokcmu-1,3-
OeH30KCcasoJ-2-

WJl) MUIEepUIOInH-4 -

nn] oKkeu } 3T aneTamMmul

376,1

21

N-[(18)-2-{[1- (6-3TOKCK-
1,3-BeH30KCAaR0OJI-2-
WIT) MUNEePUIVH-4 - MJI] OKCHK | -

1-MeTUIDTUII] aueTaMu

362,3

22

N-[(1S)-1-meTun-2-{[1-
(6-nponokcu-1, 3-
BeH30xCas0JI-2-

WJ1) IUNepuInH-4 -

1] OkCH }aTUI] aueTaMun

376,4

23

N-[(18)-1-meTmn-2- ({1-
[6- (1-MmeTuasTOKCHU) -1, 3 -
BeHB30oKCa30JI-2~

Wil nurnepuonH-4 -

imn}oxcm)STnn]aueTaMMﬂ

376,4
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[ 24 N-{1-[({1-[6- . 442,4
F, 4
(LM KJITOMNPONMUIMETOKCHU ) - (j»\j%j\

1,3-0eH30KCa30JI-2- Cfﬁ)
>

uil] nunepuonH-4-
wi}oxcu)metuil -2, 2, 2-
TPUGTORITUIL }aLieTaMUl
25 N-[2-({1-[6- q\/(;j\ 406,4
(UMKJIONPONMIMETOKCH ) - [:r :
Y
1,3-BeH30KCas30J-2-Ujl > N

nunepuanH-4-ua}oxcu) -1-

(bropMeTns) 3TUI] aneTaMng

26 N-[2-({8-[6- | @/K)\“D 439, 4

(LM KJIONPONUIMETOKCH) -

1,3-BeH30KCa30I-2-1j] -8- D*jk<:$*

aszabuumkio [3.2.1] okr-3-

W} oken) -1-
METUJIBTUII] UBOKCAB0JI-3 -

aMIMH

Tabmuma 4

ﬁﬁpmmep HavMeHOBaHue 0o CrpyKTypa MC

HOoMeHRJlaTtype IUPAC

27 N-[2-({8-[6- o TS| 439.4
o

(UMKJIONpONMIMe TOKCH ) -1, 3- oy
BeH30KCa30M-2-1J1] -8~ >/ \
azabuunko [3.2.1] okr-3-
i }okcu) -1 -

MeTUISTUII] M30KCa30J-3 -

aMMH

28 N-[(18)-2-({1-[5- 389,5

°\/§\uj\
(umxonponuameTokeu) [1, 3] &r(:f
okcazono [5, 4-b] nupnanH-2- *<:§’

MIT] MUMepranH -4 - 14J1 } OKCU ) -

1-MeTUIIDTUII] aueTaMun
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29

N-[(18)-3-{4- [6-
(uMkJonponuaMeTokcu) -1, 3 -
OeH30KCa30J1-2 -

un] nunepasuH-1l-mn}-1-

MeTMﬂHpOHMH]aueTaMMH

30

N-[2- ({1-(6-
(LMKJIONIPONUIMETOKCHK) -1, 3 -
BSeH30KCa3o-2~

1I1] MUPPOSTUIMH - 3 -1J1} OKCU) -

1l-MeTUN2TUI] aueramMma

374

31

N-[2-({1-[6-
(umxonponuaMeTokcu) -1, 3-
OeH30KcasoJI-2~

M1 MMnepuaMH-3 -1} OKCK) -

1-MeTUISTUI] aueTaMna

388, 2

32

N-[(18)-2-({1-[5-

(umksonponuiaMerokcu) [1, 3]
oxkcasoJio [5, 4-c] nupuanH-2-
M) IUNEepUanH -4 - Uil ) OKCH) -

1-MeTUIDTNUII] aleTaMmun

389,5

33

N-[(18)-1-meTni-2-({1-[6-
(2-MmeTunmnponoxkcu) -1, 3-
BeH30KCa30JI-2~

W] IUNEePUINH-4 -

nn}oxcw) aTunl aueTamMum

390,4

34

N-[(1S)-2- ({1-[6-
(umkJoByTHUIMETOKCH) -1, 3 -
BeH30KCa3oI-2~

MJ1) IUNEPUONH - 4 -1J1 } OKCH ) -

1-MeTUIB3TUI] aueTaMun

402,4

35

N-[(18)-2-({1-[6-(2-
UMKJIONPONUISTOKCH) ~1, 3~
BeHzOKCa30J~-2~

W) nUnepumMH-4 -unjoxcu) -

1-METUIRTUII] aueTamMug

402,3
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Tabiuma 5

[Ipumep

HaumenoBaHMe 10

HoMeHKaType IUPAC

CrpykTypa

MC

36

N-[(18)-2-({1-[6-
(umxjodyTusaokcm) -1, 3~
BeH30KCa30JI-2~

W] IUnepunnH-4 -
wijoxcu) -1-

MEeTUJIDTUJII] aueTaMnI

388,2

37

N-[(18)-2-({1-[6-

(UM KJIIONPONMIIMETOKCH) -5~
drop-1,3-6eH30TNAB0NI-2~
Wil] MMnepuonH-4 -
uinjoxcu) -1-

METUNDTUII] aleTaMna

422,3

38

N-[2- ({Tpanc-4-[6~
(LMKJIOIpONMIMETOKCHY) -1 -
OeHz30pypaH-2-

MIT] UMKJIODEKCUIT J OKCH) -1 -

MEeTUNIDTUII] aueTaMnn

407,9
([M+Nal”)

39

N-[2- {{TpaHc-4-[6-
(LMKJIOMNPONMIMETOKCH) -
1,3 -0ensokcason-2-

Ml ULMKJIOTeRCUIT }okeK) -1 -

MEeTUADTUI] aueTaMn

387

40

N-[(18)-2-({Tpanc-4-[6-
(2-UMKIONPONMIIDTOKCH) -

2H-mHpmasos-2-

1] LMKIIOTeKCUIT } okCu) -1 -

METUJIDTUII] aLleTaMn

400,3

41

N- (3-{rpaHc-4-[6-
(ULMKIIONPONMIMETOKCH) -
2H-uHpaszsos-2-

MIT] UMKJIOTEeKCUIT) -1 -

METUJIIPONNII) aleTaMun

384,2

DKCTIepUMEHTABHBIN TpuMep 1.

HNHrnbupyromee neicTBHE COSOUHEHHH 1O HacTosmeMy u3obperenmio Ha ACC2 ompenernsu Mo ciie-

Z[YIOHleﬁ MCTOOUKE.

(1) Knonnposanue rena yenoseueckoid ACC2 n nosrydeHne peKOMOMHaHTHOTO OaKyJIoBUpYyca.

I'er ACC2 uenoBeka kionupoBaiu ¢ nomomsio PCR (TTHP), ucronp3ys B KadyecTBE MATPUIIEI OUOITHOTEKY
k/IHK ckenernpix Meim yesoBeka (Clontech), a Takke mokazanHble Hrnke mpaiimep 1 u npaiimep 2. [Ipaiimep 1
U mpaiiMep 2 mosydanu no0aBiieHHEM IOCIENI0BaTEIbHOCTEH, PaclO3HAIOINX PECTPUKIMOHHEIE (EePMEHTHI
Sall, Xbal, ocHOBBIBasich Ha MH(OPMALMK O HYKJICOTHAHOW TocienoBaTenbHocTH reHa ACC2 yenoseka (Gen-

bank Accession U89344).

Tpaiimep 1: 5~AAAAGTCGACCCACCATGGTCTTGCTTCTTTGTCTATCTTG-3' (SEQ ID NO:1).

Tpaiimep 2: 5-TTTTTCTAGATCAGGTAGAGGCCGGGCTGTCCATG-3' (SEQ ID NO:2).

- 88 -




021698

ILIP nposommnu ¢ npumenenuem JTHK-momumepassr Pyrobest (TAKARA BIO INC.). ITonydenHslit mpo-
nykt PCR xnonnpoBanu B Bektope pT7 Blue (Novagen) u mocie moATBepKIeHHs OCIEA0BATEILHOCTH HYK-
JICOTHIOB, pacHIeTUISIN pecTpukunoHHBIMU hepmenTamu Sall n Xbal. TTomyuennsiii pparment JJHK BcTpanBa-
mu B BekTop pFAST-BacHTa (Invitrogen), paciierieHHbIi pecTpukiinonHbIMU hepmentamu Sall u Xbal, momy-
gas sxcnpeccrornyto miasmuny ACC2/pFAST-BacHTa.

IMnasmuny mist axcrpeccuu ACC2 6e3 MEUTOXOHAPHATBHOHN HaIleIMBaIOIIEH MOCIe0BaTEILHOCTH TOTyda-
i ¢ momotnibio PCR, McTonb3ys B KauecTBE MaTPHIIBI IKCIIPECCHOHHYIO TUIa3MHTy, a Takke mpaiimep 3 (mo6as-
JISUTH TTOCJIEIOBATEIILHOCTD, PACTIO3HAIONIYIO PECTPUKIIMOHHBIN depMmenT Sall) u mpatimep 4, MOTydIeHHBIH C yde-
TOM MH(POPMAIMH O TocieI0BaTeIbHOCTH reHa yenoBeueckoid ACC2 (Genbank Accession U89344).

[paiimep 3: 5'-CCAGGTCGACCCGCCAACGGGACTGGGACACAAGG-3' (SEQ ID NO:3).

[paiimep 4: 5'-CGCACTCTCAGTTTCCCGGATTCCC-3' (SEQ ID NO:4).

ILIP nposoamnu ¢ npumenenuem JTHK-mommepassr Pyrobest (TAKARA BIO INC.). ITonydenHslit mpo-
nykt PCR xnonnpoBanu B Bektope pT7 Blue (Novagen) u mocie moATBepKIeHHs MOCIEA0BATEILHOCTH HYK-
JIEOTUIOB, pacuierusuin pecTpukioHHsME Gepmentamu Sall u AflIl. ITomyuyennsiit pparment IHK BcTpana-
mu B Bektop ACC2/pFAST-BacHTa, pacmemnennsiii pectpukimonabiMu pepmentamu Sall u AflIl, momyqas
akcnpeccuonnyio iasmuny ACC2mito7/pFAST-BacHTa.

Hcnonb3ys axcnpeccnonnyto miazmuay ACC2mito7/pFAST-BacHTa u 6akylnoBUPYCHYIO CHCTEMY JKC-
npeccun BAC-TO-BAC (Invitrogen), rotoBmm BupycHbii Matepuan BAC-ACC2 pexomOnHaHTHOTO OaKyio-
BHpYyca (¢ yaaneHHbIM N KOHIIOM (Jajiee 10 TEKCTY COKpamieHHo nMeHyeMbIM Nd)).

(2) omyuenne 6emxa ACC2 (Nd).

Knerku SF-9 (Invitrogen) BbiceBanu B cpeny (2 1) Uil KyJIbTUBHPOBAHMS KJIETOK HaceKOMBIX (cpeny Sf-
900IISFM (Invitrogen)), conepxaryro 10% ceBopotky temar (Trace), 50 mr/n renramununa (Invitrogen), 0,1%
Pluronic F-68 (Invitrogen), B kommuectse 0,5x10° KIeTOK/MI, W KyJIbTHBHPOBAIH [PH BCTPSXHBAHHH B OHOpE-
aktope Wave Bioreactor (Wave) ipu 27°C, 20 06/muH, yrie kadanus 6°, KOHIICHTpanuu kuciopoaa 30%.

Ha 4-ii neHb KyJIbTUBHPOBAHHS JO0ABISIIIM 3 71 CpeIbl IS KIIETOK HACEKOMBIX, YCTaHABIMBAIN YroJl Kava-
HUA 8° W NPOJOJDKAIH KyJIbTUBHpOBaHMe KieTok. Ha 5-i nenp kynpTuBHpoBaHus nobasism 100 M pekomOu-
HaHTHOTO OakyinoBupyca BAC-ACC2 (Nd), nomoaHuTeapHO 100aBIsUTH 5 11 cpebl ISl KIETOK HACEKOMBIX, yC-
TaHABJIMBAIN YTOJI KadaHus 11° ¥ KyIpTHBHPOBAIN KJIETKH B TeueHne 3 aaed. KynpTypansHyto cpeny HeHTpH-
¢yruposasu ipu 1000xg B Teuenne 10 MuH, mosry4ast KJI€TKH, HHPHUIUPOBaHHbIE BUPYCcOM. IIpOMBIBAIIN KIIETKH
(dhochatapiM OydepHBIM cosieBEIM pacTBopoM (Invitrogen) u IIeHTpUGYTUPOBAIIM B TeX K€ YCIOBUAX. [lomydeH-
HBIE KJIETKH 3aMopakuBaiu npu -80°C.

3amMopoKEeHHBIC KJIIETKH OTTaMBAIIN BO JIbIy U cycnieHaupoBaid B 900 mu 25 MM 6ydepa HEPES (pH 7,5),
conepkameM 10% rimnepuna, 0,13 M NaCl, 1 MM EDTA, 25 MM B-rmunepodocdar natpus u 1 MM oprosa-
HaJaT HATpHS ¢ A00aBKOH mosiHOro MHrHOMTOpa mpoTeassl (Complete Protease Inhibitor) (Nippon Boehringer
Ingelheim Co., Ltd.). [TomydeHHYO CYCIIEH3HIO TPH pa3a TOMOTCHU3UPOBAIH C TIOMOIIBIO ToMOTeHu3aropa Poly-
tron (Kinematica) mpu 20000 06/mun B Tedenne 30 c. [TorydeHHBIH pacTBOp, CoAepKAIIUN pa3pyIICHHbBIE KIET-
KH, TToIBepTany neaTpudyruposanuto nmpu 31000xg B Teuenne 60 MuH 1 punbTpoBanu 4epe3 0,45-MxM GUibTp.
®unpTpaT Nponyckany yepe3 KoJoHKY, 3anosiHeHHyto 60 mi Ni-NTA Super Flow Gel (QUIAGEN) mpu ckopo-
CTH NOTOKa npuMepHo 5 mi/mMuH. Kononky npomeiBaimu 0ydepom A (50 MM HEPES (pH 7,5), conepskamwuii 0,3
M NaCl), 3arem npomsiBaiu 0ypepom A, comepxamum 20 MM uMuaason, u smoupoBanu 0ydepom A, comep-
xammM 100 MM uMuzazon. DmoaT KoHneHTpupoBaiy ¢ Vivaspin 20 (Vivascience) ¢ ToporoBoi MoJIeKyIsIpHOIM
maccoit 30 /1. I[loxyuennsiii konnenTpar noasepranu quanusy ¢ 50 MM HEPES (pH 7,5), copepxamum 10 MM
MgCl,, 2 MM mutrotpentoin, 10 MM tpukanuiinurpar u 0,3 M NaCl. BuyTpennuit nuanuszar ¢puisTpoBany de-
pe3 0,22 MM ¢miteTp, mosrydas ACC2 (Nd). [Tomyuennsiii ACC2 (Nd) 3amopakuBanu mpu -80°C.

(3) Uzmepenne narubupytomero aerictsus Ha ACC2.

ACC2 (Nd) (1,1 mr/mi), moy4eHHbIN coraacHo (2), pa3dapnsuim OydhepoM st MpoBeneHUsT PEPMEHTHBIX
peakuuit (50 MM HEPES (pH 7,5), 10 MM MgCl,, 10 MM Ttpukanuiiiiurpar, 2 MM autuotrpeuton, 0,75 mr/mi
BSA, He coneprkaminii >KUPHBIX KUCJIOT) 10 KOHIICHTPAIIUH 6,4 MKI/MJI U TTOJIYICHHYIO CMeCh TOOABIISUIA B KaX-
IIyI0 13 JIYHOK 384-myHOYHOT0 aHamuTHIeckoro mianmera (Nunc 265196) B oobseme 10 mki1. TecTupyemslie co-
CIIMHEHMUS, PAaCTBOPEHHBIC B quMeTmicyabpokcuae (JJMCO), pasbasisin Oydepom Ui MPOBEICHUS (PepPMEHT-
HBIX PEaKLUH W MOJIYYEHHBIH pacTBOp A00aBIsUM B KaxkIyto JyHKY (5 Mki1). Cmeck nakyouposanu npu 30°C B
Teuerne 20 MuH. 3aTeM B KaXIyIO JIYHKY go0aBisui pactBop cyoerpara (50 MM KHCOs;, 200 MxM AT®, 200
MKM anetnn-CoA, 5 Mki1) n npoBoawi peakuuio npu 30°C B teuenne 20 muH (Tpynma ¢ go0aBleHAEM TECTH-
pyeMoro coeiuHEHus).

Kpowme Toro, peakIiio npoBOAWIH IO METOMKE, aHAIOTHYHOW ONMCaHHOMH BEIIIE, HO 0e3 100aBIIeHHs Tec-
THPYEMBIX CoeTMHEHUH (rpynma 6e3 1o0aBIeHIS TECTUPYEMOTO COSTUHECHHUS).

[TomMuMoO 3TOTO, PEaKUNIO MPOBOAWIH MO METOAUKE, aHAJIOTHYHON ONMCAHHOI BhIIIE, HO 06e3 A0OaBICHHS
TECTUPYEMBIX coequHeHHH 1 aneTiin-CoA (KOHTpOIbHAS TPYIIa).

Peakmuro mpepriBanm H00aBICHHEM 5 MKJ pacTBOpa MaJaXHTOBOTO 3€JIEHOTO B KaXKIYI0 PEaKIHOHHYIO
CMecCh C TepeMernBanneM cMeceid. [lorydeHHble peakinOHHBIE CMECH OCTaBJISUTH CTOSATH MPH KOMHATHOHM TeM-
neparype B TedeHre 20 MUH 1 u3Mepsuti ornomenue (620 M), ucrons3ys npudop wallac 1420 (Perkin Elmer
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Japan Co., Ltd.). YoMsiHyTBI# pacTBOp MaJaxUTOBOTO 3€JCHOIO MOIydann cMemmBanueM pacteopa A (0,12%
pactBop ManaxuroBoro 3eneHoro ¢ SH. H,SO,, xpanwmu npu 4°C B TeMHOM MecTe), pactBopa B (7,5% Boaubiii
pacTBop MoymbIaTa aMMOHHS, TIOJYUCHHBIN Tiepe npuMeHerneM, u pactBopa C (11% Bomusrit pactBop Tween
20 XpaHWIM TPU KOMHATHOW TeMIIEpaType) B COOTHOIIEHUH pacTBop A:pactBop B:pactBop C=100:25:2 (005-
€MHOE COOTHOIIICHHE).
Crenens narnouposanus ACC2 (%) ompenensiiy 1o ciexyromei pacueTHoi hopmyie:
(1-(nmorynomenne B oOpasnie ¢ JA00aBJICHWEM TECTHPYEMOTO COCAUMHEHHS - IMOTJIONECHHE B
KOHTPOJIbHOM oOpasiie)/(roromenne B obpasiie 06e3 J00aBICHHUS TECTUPYEMOTO COSAWHECHHS -
TOTJIONIEHNE B KOHTPOIHHOM 00pasiie))x100.
Crenienn uaru6uposanns ACC npu 10 MkM noka3aHsl B Ta0JI. 6.

Tabnuma 6
TecTupyemoe coenuHeHue (N CrerneHs MHIMOMpoBaHmsa ACC2 (%)
rpuMepa)

1 97
2 100
3 104
4 100
5 104
5a 106

98
7 100
33 99
34 ' 102
35 _ 102

Kak BugHO U3 Tabn. 6, mpoTeCTHPOBAaHHBIE COCIWHEHUS MPOAEMOHCTPUPOBAIH MPEKPACHOE MHTHOMPYIO-
mee aeticteue Ha ACC2.

DKCTIepUMEHTALHBIN TpUMeEp 2.

Camuam kpoic F344/Jcl B Bo3pacte 5 nepens (CLEA Japan, Inc., Tokyo) maBaim akkimMaTu3upoBaThes B
OKpYy>Karoliei 00CTaHOBKE B TeUeHHE | Hejenu mocie NpHoOpeTeHUs 1 MEHSUTH PalioH IMHUTaHus Ha "3alagHyro
nuetry" (uccnenoBatenbekas auera D12079B). JKHBOTHBIX MCHONB30BaIM B 9KCHEPUMEHTE 110 U3MEPEHHUIO bl
xaresnpHOT0 Kod(¢uuuenta (RQ) B Bozpacre 8 Henens. [ns skcnepumMenrta mo msMmepenuro RQ ompenemnsim
Maccy Teja XKUBOTHBIX mociie monyass (15:30-16:30) B 1eHb, IpeAMICCTBYIOMINN YKCIIEPUMEHTY, U yTpoM (8:00-
9:00), nCKIIIOYAIN KPbIC C BBICOKAM HMJIM HU3KHM IIPUPOCTOM Macchl Tea. JKHBOTHBIM NPUHYIUTEILHO BBOIMIH
15 ma/xr xunkoro mutanus (F2LCW, Oriental Yeast Co., Ltd), koTopoe nmeno xoHnentparwio 4,95 r/15 mn
(1,436 xkan/mur), moMemnany B Kamepy HempsiMoi kamopumerprun (Oxymax) mpomsBonactBa Columbus Instru-
ments 1 peructpupoBain RQ kaxapie 10 muH. 3Hauenns RQ nmoareepxnanmy npuMepHo depe3 | 1 mocie Hadana
M3MEpEHUH U TPYIIUPOBAIN KUBOTHBIX (5 Ha IPyNITy) TaKUM 00pa3oM, YTOOBI pa3Iuurs MEXKIY TPpyIamMu Obl-
T MHHAMAIbHBIMU. JXMBOTHBIM B pEeXHME NPUHYIHTEIHHOTO KOPMIICHHS BBOIWIM BBOIWIN PacTBOPHUTENb
(0,5% merunuenmonosy, Wako Pure Chemical Industries, Ltd.) wiu tectupyemoe coenunenue (B 0,5% cycnen-
3UH METHJIIICIUTIONO03EI) B KomdecTBe 5 MI/KT. RQ m3mepsuin ¢ 10-MUHYTHBIMU HHTEpBajgaMu B nepuoj 0-3 u
nocje BBEIEHHUs U BBIYHCILUINA CpellHee 3HaueHue. Bee 3HaueHMs pUBEICHBI B BUJE CpEHEE 3HAUCHUE + CTaH-
JApTHOE OTKJIOHEHHE M ISl CTATUCTUYECKOTO aHallu3a MPUMEHsUIN KpuTepuii Jlannera.

Tabnuma 7
CoemunHeHue Ooza CpenHee 3Hauenue RQ or 0 mo 3

‘ YacoB IocJie BBeOeHUA

KoaTposbHas ! 0 0,834+0,031
Tpynna
lipuMmep 1 ! 20 Mr/xr 0,795+0,013 *
pumep 2 20 Mp/xD 0,787+0,019 **

Cpennee = S.D., N=5, * P<0,05, ** P<0,01 (kputepwuii lannera).
Kak BuaHO M3 Tabiy. 7, TecTUpyeMble COSAMHEHUs CIOCOOCTBOBAIM 3HAYMTEILHOMY MOHIKCHHUIO IIbIXa-
TenpHOTO Koo dunmenra (RQ).
OKcnepuMeHTaIbHbIN puMep 3.
Cammos kpoic F344/Jcl B Bo3pacte 6 neaens (CLEA Japan, Inc., Tokyo) nmocemsum HHINBUAIYaITbHO Cpasy
JKe TIocse MOKYNKY M naBanu 3anaanyio auety (D12079B, nccnenoBatenbckas queta). Co CIeAyIOMEro THS ¢
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LeNbI0 aanTaluy HaunHaiuu BBeneHue Hocutens (0,5% mermnnerunonosa, 5 MIV/KT, IepopalbHOE BBEICHHE,
oIvH pa3 B JieHb Mexay 8:00 AM u 11:00 AM) u o cOOTBETCTBYIOLIMM METOIUKAM OTIPEEIsUId Maccy Tella u
KOJIMYECTBO MOTPeOIsieMOoil MUy, 3a BpeMs aJanTalidd U3 SKCIIEPUMEHTa UCKITIOYald XUBOTHBIX, Y KOTOPBIX
Macca Tella U ToTpeOieHUue MUK B HaWOOJBINEH CTENEeHN OTKIIOHSUITMCH OT CpeIHHUX 3HadeHui. B Bospacte 7
HeJleJIb OTpeNeNsIN Maccy Teja, KOJTMIECTBO MOTPeOIseMOl UMM U COAepKaHMe )XKUpa B OpraHU3ME IO JaH-
HbIM 3X0-MPT ¥ Ha OCHOBaHHMHU JaHHBIX ITHX W3MEpPEHUH 00BEAMHSIN KPBIC B TPYyMIIHI (TI0 6 0co0eii B Tpymme).
B Teuenue 4 Henens mepwoa TECTUPOBAHUS M3MEPsIIH Maccy Tena B nepuoj 8:00 AM-11:00 AM u Bcien 3a
STHM C TIOMOIIBIO IPHHYAUTENEHOTO KOPMIICHHUS BBOIMIN HOCUTENb (0,5% METHIIEIITI0N03Y) N TECTHPYEMOe
coequHeHue (cycnensuro B 0,5% METHIIIEILTION03¢e) B KOJIHYSCTBE 5 MII/KT.

Uepes 4 Hepenu ¢ yTpa U3MEpsUTH Maccy Tena. Bce 3HaueHMs mpecTaBieHbl B BUE CpelHEe 3HaYeHHE +
CTaH/apTHOE OTKJIOHEHHUE, ¥ JUISl CTATUCTHYECKOTO aHAIN3a MCII0JIb30BAIM KpUTepUi BuibsiMca u t-kputepuii.

Tabnuma 8
CoeguHeHue Hoza Macca Tena CpaBHeHME C
(MT/xT/€eHb) IocJjie BBEIOEHUS KOHTPOJILHOMN
B TeueHue 4 TPYILION
HeOeJsb
KOHTPOJIEHAaA 0 282,3+13,0 -
rpynna
npuMep 1 20 265,1+7,2 * - 6,1%
npuMep 2 10 267,2+4,1 # - 5,4%
npmumep 2 20 265,4+10,8 # - 6,0%

Cpennee 3na4genue + S.D., N=6, *P<0,05 (t-kpurepwuii), #P<0,025 (xpurepuii Buib-
SIMCa).
Kax BugHO 13 Tabu. 8, TecTUpyeMble COeUHEHHUS TPOJEMOHCTPUPOBAIIY IIPEBOCXOHOE ACHCTBHE IIPOTHB
OXHPEHHUSL.
[Tpumep coctaa 1 (mosydeHue Karcyin).

1) coemuHeHue npumepa 1 30 mr
2) ToHKOMU3MeJIbYeHHas [opoumkoobpasHas LeJJnoso3a 10 mr
3) JakTosza 19 Mmr
4) creapaT MarHus 1 MD

Bcero 60 MD

Komnonentsr 1), 2), 3) 1 4) cMEIIMBaIH U IIOMEIIANN B KCIATHHOBYIO KAICYITy.
[Tpumep cocrasa 2 (moy4eHHe TabJIETOK).

1) coenuHeHue npumepa 1 30 ¢
2) axkTosa 50
3) KYKYPY3HEIM Kpaxmas _ 15
4) kaapuuMil KapBOKCUMETUNLEJJIoN03a 44 1
5) crTeapaT MarHUS 1
1000 TabnetTox Bcero 140 o

Bce xommuectBo kommoneHToB 1), 2) u 3) u 30 T koMnoHeHTa 4) 3aMEIINBAlOT C BOJIOW, BBHICYIIMBAIOT B
BaKyyMe M NpoceuBatoT. [IpocestHHBIN nopomok cmemmBaioT ¢ 4) (14 r) u 5) (1 1) u npeccyloT cMech Ha ycT-
potictBe aist TabnerupoBanus, nomydast 1000 Tabnerok, conepxkamux 30 Mr coenuHeHus puMepa 1 Ha TabieT-
Ky.

IIpomblIlLIeHHAs IPUMEHHMOCTh

CoerHEeHHE 0 HACTOSIIEMY M300peTeHHIO OKa3biBaeT WHTHOUpytomee aericteue Ha ACC (anetmi-CoA
KapOOKCHIa3y) ¥ MPUMEHUMO ISl TPOUIAKTHKY WIIH JICYEHHS OKHPEHUs], TuabeTa, TUIEPTCH3UU, THIIEPIIHITH-
JEMUH, CEpACIHON HEIOCTATOYHOCTH, OCIIOKHEHHH AnadeTa, MeTaboIMIECKOT0 CHHIPOMA, CAPKOIIEHUH, PaKka U
T.IL

Hacrosimee nzobperenne ocHoBaHO Ha 3asBke Ha mateHT Ne 102718/2010, momanHol B Slnonnu, comeprka-
HHE KOTOPOH BKIIIOUEHO B HACTOAIIEE M300pPETEHNE C TIOMOIIBIO CCHIIKH.
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OOPMVIIA U30BPETEHUA

1. Coemunenue, nmpencraBieHHoe hopmyoit (1)
X R?
Shai
H
R? 0]

rme R! TIPEeICTaBIsIET COOOH:

1) rpymmy dopmyisr -COR?, rae R? o3Hauaer:

(a) C|.¢aMKWIbHYIO TPYIIILY;

(b) C,_sankoKCHTpyTITIY;

(c) aMmuHOTPYIITY, HEOOA3aTETLHO MOHO- WITH Au3aMeleHHYI0 C ¢ IKWIBHON TPYIITON(aMHu); W

(2) n30Kca3on, HEOOS3ATENHFHO 3aMEIIeHHBIN 1-3 3aMecTHTeIsIMH, BRIOpAaHHBIME M3 aToma rajgorena u Ci.
(AIIKWIIEHOM TPYIIITBL;

R’ o3mauaer C,aNKuIbHYIO TPYIIy, He0OA3aTENbHO 3aMEIIEHHYI0 1-3 atomamu ramorea, umm Cs.
(IHUKIIOATKUIFHYIO TPYIITY, HE0O0sA3aTeIbHO 3aMelleHHY 1-5 aromamu ramoreHa win 1-5 C;salKuIbHBIMA
TpyIIIaMu;

R* 03HAauaeT aTOM BOZOPO/IA;

X o3naugaet O umu CHy;

UK A TIpeicTaBisieT co00i a3eTUANH, MUPPOHINH, TUTICPUINH, TTUIepa3rH, §-a3aburnkio[3.2.1]okran
WITH IIUKJIOTEKCaH;

nuki P mpencrasiser coboit okcazon, Thaszodn, GypaH, mupazon win 1,2,3-Tpuasour;

muki Q mpeacTaBisier co00i OSH301, TUPHUIUH WU ITUKIIorekca-1,3-1ueH, KaKIplid U3 KOTOPhIX HeoOs3a-
TEJNBHO 3aMelIeH 1-3 aToMaMu rajioreHa;

mukibl P 1 Q KOHAGHCHPOBAHBI ¢ 00pa30BaHHMEM OWIMKINYCCKOH apOMaTHYCCKOW TeTePOIMKINYCCKOM
CUCTEMBI, HCOOS3aTENBHO 3aMEeIICHHOM 1-3 aToMaMu rajoreHa Ha nukie Q;

R® mpencraBmser co6oii C,.calKWIbHYIO IPYIITy, HEOOA3aTEIBHO 3aMEIICHHYIO 1-3 3aMECTUTEIAMH, BBI-
OpaHHBEIMU U3 aToMa ranoreHa U C; ¢IIUKIOANKITEHON TPYIIIIEL;

WJIH €TO COJIb.

2. CoelMHEHHE WX COJb 10 1.1, rie nukiibl P i Q KOHIEHCHPOBaHBI ¢ 00pa30BaHUEM KOHICHCHPOBAHHOM
MUKITUIECKOW CUCTEMBI, TIPEACTABICHHON (popmymamu

MIPUYEM B KKIOW U3 ATHX CHCTEM IUKI Q HE0OsI3aTEbHO JOMOJTHUTEIHHO HeceT OT 1 10 3 aTOMOB rajio-

reHa.

3. N-[(1S)-2-({1-[6-(mmmxmOnpOoIIIMETOKCH)- 1 ,3-OeH30KCa307-2 -1l | THIepUANH-4 -1 } OKCH)- 1 -
METHIITHII|alleTaMU I €T0 COJIb.

4. N-[(1S)-2-({1-[5-(mmxnonponmameTokcH)-1,3-6eH30Kca305-2 -1 | TunepuAnH-4 -1 } OKCH)- 1 -
METWJITHII |alleTaMUJT WU €T0 COJIb.

5. N-[(1S)-3-{1-[6-(1uknonponmiMeToKCcH)-1,3-6eH30KCca301-2-MiT | THnepUIUH-4- 111 } - 1 -
METWJIIPOTIIII |alleTaAMUJT HJTH €TO COJIb.

6. N-[(1S)-2-({1-[6-(2-uuKIOTIpPOITHAITOKCH)- | ,3-0EH30KCA30II-2 1T | TATICPUANH-4-HIT } OKCH)- 1 -

METHIIITHII |alleTAMUJT WIIH €TO COJIb.

7. JlekapCTBEHHOE CPEJCTBO, BKIFOYAIOIIECE COCIMHECHUE WU COJb IO I.1, KOTOpPOE SBISETCS CPEACTBOM
JUIsL IPO(MIAKTUKN WITH JICYCHHsI OXKUPEHHsI, [ruabera, TUIePTEeH3UH, THIIePIUIHICMUH, CepIeuyHOil HeqocTa-
TOYHOCTH, OCJIOKHEHHIT nabera, MeTaboIMYecKOro CHHAPOMA, CApKOTICHUH MU pakKa.

8. Croco6 poMITAKTUKY WU JICYSHUST O)KUPEHUS, TrnadeTa, TUIIEPTCH3UH, TUIIEPIIUTAACMHIH, CepACIHON
HEJIOCTATOYHOCTH, OCJIOKHEHUI nadeTa, MeTaboINIeCKOro CUHIPOMA, CApKOIIEHHN HJIH Paka Y MIICKOIUTAIO-
MIMX, KOTOPBIH BKIIIOYAET BBEICHHE MICKOMHUTAIOMEMY 3(p(EKTHBHOTO KOJMYECTBA COSAWHEHUS MM COJH TI0
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9. HpI/IMeHeHI/Ie COCOUHCHUS HUJIN COJIM IIO m.1 JJIA TOJTYUCHHA JICKAPCTBCHHOT'O CPEACTBA I HpO(l)I/IJ'IaK-
THUKW WA JICUCHUA OKUPCHUA, ,I[I/Ia6CTa, TUNIEPTCH3UU, TUTICPIIUITUACMHUN, cepz[equﬁ HCIOOCTAaTOYHOCTH, OCIIOXK-

021698

HeHHI arabera, MeTaboINMIecKOTO CHHAPOMA, CApKOTICHIH MIIH paka
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41

DNA
Artificial

PCR primer for hACC2 gene cloning

1

aaaagtcgac ccaccatggt cttgcttctt tgtctatett g

<210>
<211>
<212>
<213>

<220>
<223>

<400>

2

35 .

DNA
Artificial

PCR primer for hACC2 gene cloning

2

tttttctaga tcaggtagag gccgggetgt ccatg
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<210>
<211>
<212>
<213>

<220>
<223>

<400>
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3

35

DNA
Artificial

PCR primer for constuction of ACC2-expressing plasmid

3

ccaggtcgac ccgccaacgg gactgggaca caagg 35

<210>
<211>
<212>
<213>

<220>
<223>

<400>

4

25

DNA
Artificial

PCR primer for constuction of ACC2-expressing plasmid

4

cgcactctca gtttccecgga ttcce ' 25
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