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IlepexpecTHas cCchUIKA

Hacrosimee w300peTeHMe WchpamivBaeT HPHOPUTET Ha OCHOBaHMM IpenBapuTenbHOM 3asBku  CLIA
Ne 62/489387, nomanHoii 24 anpens 2017 r., u npensapurensHoi 3asBku CIITA Ne 62/489415, nomanHoi 24 an-
penst 2017 1., KOTOpPBIE TOTHOCTHIO BKIIOYECHBI B HACTOSIIUI TEKCT MTOCPEACTBOM CCBIIKH.

Kpartkoe onucanue n300peTeHust

Hupamapu6 npencraBiser co6oit marnoutop momu(AJld-pudo3za)nonmnmepassl, uan PARP, obnagaro-
MU aKTUBHOCTHIO W 3(Q(EKTUBHOCTBHIO TIPH MEepOpalbHOM BBelneHnH. Hupamapub u ero (apMmameBTHUISCKH
MIpUEMJIEMBIC COJIH PACKPBITH B MEeXIyHapoaHo# myosmkanmuu Ne WO 2007/113596 u eBpomnelickoM maTeHTe
Ne EP 2007733 B1; mexaynaponauoit myonukanuu WO 2008/084261 u marente CIIA Ne 8071623; a Takxke
B MexayHaponHoi myonukarmun WO 2009/087381 u marente CLIIA Ne 8436185. CriocoObl mony4yeHus HU-
pamapuba ¥ ero QapMaleBTHYCCKH MPUEMIIEMBIX COJIEH pPAaCKPBITHI B MEXKIYHAPOIHBIX ITyOIUKAIHIX
Ne WO 2014/088983 u WO 2014/088984. CriocoOsl sryueHHs: paka HIpanapuOoM U ero GpapMareBTHIECKH MPH-
eMJIEMbIMH COJIIMH PacKpbITHI B TIpenBapuTelbHBIX 3asBKax Ha mateHT CIHA Ne 62/356461, 62/402427 n
62/470141. ConeprxaHne yKa3aHHBIX BBIIIE NCTOYHHKOB ITOJHOCTHIO BKIIIOUYEHO B HacTosIiee n300peTeHue no-
CPEICTBOM CCBHIJIKH.

PARP npencrasiser coboil ceMelcTBO O€IKOB, YIaCTBYIONINX BO MHOTHX (YHKIUSX B KIIETKE, BKIIOUAS
penapanuio JJHK, skcmpeccruio reHoB, KOHTPOJb KIETOYHOTO IUKIIA, BHYTPUKICTOYHBIH TPAHCIIOPT U MeTabo-
nmu3Mm 3Heprud. benku PARP urparoT kiiroueBsie posiu B penapanuu oqHOHUTeBbIX pa3pbiBoB JIHK mo mytu skc-
IM3UOHHON pemapanuu ocHoBaHui. arudutopsl PARP (momumepassl monu-AJ[®-pr6o3s1) poaeMOHCTPUPO-
BaJIl aKTUBHOCTh B KaUeCTBE CPEJCTB MOHOTEPAITMH MPOTUB omyxoJiel ¢ Aedexramu penapamuu JJHK, Taknmu
kak BRCA1 u BRCA2, a Taxxe B KOMOMHUPOBAHHOH Tepanuy MpH BBEICHUH COBMECTHO C MPOTUBOPAKOBBIMH
Cpe/CTBaMH, KOTOPBIC BEI3BIBAIOT NoBpexaeHne JJTHK.

HecMoTps Ha HEKOTOpBIE yCIEXH B JIEUSHUH pPaKa SIMYHUKOB Y OOJIBIIMHCTBA MAlMEHTOB B UTOTE IPOUCXO-
JIUT PELUIUB, [IOCIIE KOTOPOI'O OTBET HA JIOTIOJHUTEIHHOE JICYCHNE UMEET OTPaHHMICHHYIO MPOJIOKUTEIEHOCTS.
V¥ xeHuuH ¢ MyTtanusamu 3apozsiueBoi tuanY BRCA1 unu BRCA2 noBblieH puck pa3BUTHUsI CEPO3HOTO paka
suaHUKOB BbIcokoi ctenieHr (HGSOC), nmpu 3TOM OMyX0JIH Y TAaKUX MAIMEHTOB MO-BUINMOMY OCOOSHHO YyBCT-
BUTEJBHBI K JieueHnto naruoutopamu PARP. Kpome Toro, HaydHbIe TyOIMKAIIMN YKa3bIBAlOT Ha TO, YTO TMAIlH-
eHTHI ¢ 9yBcTBHTEIRHBIM K muiatuHe HGSOC 6e3 myranmii 3apoapimeBoit guann BRCA1 nimm BRCA2 Taxke
MOTYT ITOJIy9aTh KIMHUYECKYIO MOJIb3Y OT JieUeHHss HHruouTopom PARP.

B HacTosiem n300peTeHrH pacKphIThl CIIOCOOBI M TPOIIECCH MOJYUIEeHUsT HEpanapuba u ero ¢papMaieBTh-
YECKH NPUEMIIEMBIX COJICH, IIPOMEXYTOYHOE COCIMHEHHUS U UX COJHM, KOTOPhIE MOXHO MPUMEHATH JJIsl CHHTE3a
HUpanapu6a. B oHOM acriekTe HacTosIIero H300peTeHUS PACKPBIT CII0CcO0 NOTydYeHus coeruHeHus Gpopmyst (1)

CO5R, Rs Rs R
R3 N3 N
N
Rs 7
R H R R (),
WJIM €T0 COJIM, BKITIOYAIOIINKA OCYIIECTBICHNE KOHTAKTa COeAMHEHUS (HopMyIbl (2)
CO.R,
Rs N3
RS CHO
Rs ),
WJIM €T0 COJIU ¢ coeauHeHneM (Gopmydsl (3)
R3 Rg :R1
N
HoN
R R 3.

WJIH €T0 COJIBIO,

rae R mpencraenser coboii H wimi aMUHO3aIIUTHYIO TPYIIITY;

R, mpencrasnset coboit H, C.1 ankwmi, C;.jg raIOreHATKI WIH APy, U

Kax bl R; He3aBucumo npezacrasisiet coboit H, ranoren, C. g ankwmi, C;.jg TaTIOTCHAIKII HITH apHJL.

B HeKOTOpHIX BapuaHTax peaan3aliy OCYIECTBICHIE KOHTAKTa MPUBOJUT K 00pa30BaHUIO MOJICKYIIBI BOJIBI.

B HEKoTOpBIX BapHaHTaX peaiu3alliil OCYIIECTBIICHHE KOHTAKTa TPOUCXOJNUT B MPUCYTCTBUU KUCIOTHL. B
HEKOTOPBIX BapHaHTaX peall3alliy KUCJIOTa TMPEACTABISACT COO0H MypaBEHHYIO KHCIOTY, YKCYCHYIO KHCIIOTY,
MIPOITMOHOBYIO KHCIIOTY, MACISIHYIO KHCJIOTY, BaJIEPHAHOBYIO KHCJIOTY, KallPOHOBYIO KHCJIOTY, IIaBEJIEBYIO KH-
CJIOTY, MOJIOYHYIO KHCJIOTY, SOJIOYHYIO KHCIOTY, TUMOHHYIO KHUCJIOTY, OCH30MHYIO KHUCJIOTY, YTOJBHYIO KHCIIO-
Ty, MOYEBYIO KUCJIOTY, TAypHH, IT-TOJYOJICYIH()OHOBYIO KHCIOTY, TPU(TOPMETAHCYIH()OHOBYIO KHUCIOTY, aMH-
HoMeTHII(hoc(hOHOBYIO KHCIIOTY, TpudTOpyKCycHYI0 krcinoty (TOVYK), dochoHOBYIO KHUCIOTY, CEPHYIO KHUCIIO-
Ty, @30THYIO KHCIIOTY, (OCHOPHYIO KHCIOTY, XJIOPOBOJOPOIHYIO KHCIOTY, 3TaHCYIb(oHOBYIO Kucioty (DCK)
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Wi M00yro MX KOMOMHANUI0. B HEKOTOPBIX BapnaHTax peai3aluy KUcioTa mnpeacrasisier coboit TOVYK.

B HekoTophIX BapuaHTax peanu3anu R; mpenctaBiseT co00i aMHHO3AIIMTHYIO Tpymiy. B HeKoTOpbIx
BapHAaHTAX peaTM3alii aMWHO3AIMUTHAS TPYIIa MPEeACTaBIseT cobol TpeT-Oyrmimokcukapbonmn (Boc),
9-bnyopenmnmmerunokcukapbormn (Fmoc), kap6oxcubemsmnbHyto rpynmy (Cbz), n-MeTOKCHOSH3MIKapOOHMIT
(Moz), anetun (Ac), 6enzonn (Bz), n-meroxcudensun (PMB), 3,4-nmumetokcndensmn (DMPM), n-meTokcudeHwn
(PMP), 2-nadtummernnoBbiii 3¢up (Nap), To3wr (Ts) uimu tpuxnopatunxiopodopmuar (Troc). B HekoTophIxX
BapHaHTAaX PeaTM3aldy aMHHO3AIUTHAS TPYIIA MPEICTABISIET CO00H TpeT-0yTHIOKCHKAPOOHMIBHYIO TPYIILY
(Boc). B HekoTophIX BapraHTax peanu3anuu R, npencrapiseT coboit C,.j¢ ankui. B HEKOTOPBIX BapraHTaX peau-
3aimu R, npencrasinsier co6oi MeTri1. B HEKOTOPBIX BapuaHTax peaan3aluy Kaxaplid R; npeacrasnser coboit H. B
HEKOTOPBIX BapHaHTaX pealn3alny coequHeHne GopMysl (1) nim ero coiib UMeeT CTPYKTYpy hopMyIst (4)

CO,Me Boc
N3 N
7 H
H 4).

B HEeKoTOpHIX BapraHTax peaiau3anuu coeanaenne Gopmysl (1) umeer cTpykTypy Gopmydsr (4).
B npyrom acnekre HacTOSIIEro n300pETEHUS PACKPHIT CIIOCO0 MoTydeHust coequHeHus popmysl (5)

COR R, R, R,
R3 /N\ N
~ N
R3
Re R B 5.
WIIM €r0 COJIM, BKJIIOUANOIIUH OCYIIECTBIEHHE KOHTAKTa coeauHeHus (popmyin (1)
CO,R, Rs Rs R4
Rj3 N3 N
N
% 7
R; H R; Rs (1),

WM €T0 COJIM C KaTaln3aToOpOM,

rae R, mpencrasmnsier coboit H mimn aMHHO3aITUTHYIO TPYIITY;

R, mpencrasmiser coboit H, C,.j ankui, C;_jo TAJIOTEHATKWI WU apuiT; 0

Kax bl R; HesaBucumo npezcrasisier coboit H, ranoren, Ci. g ankwui, C;.jg raJOreHAIKIT WA APyl

B HekoTOpBIX BapHaHTax pealn3aldy KaTaau3aTop COACPKUT KUCIOTy JIptonca mim ee conbBaT. B Heko-
TOPBIX BapuaHTax peanusanuu kuciora JIptonca nmeer popmyiry MXn, rae M npeacrasinsier coboit Cu, Zn, B,
Ti, Fe, Ni, Co, Al wmn Ag, rne X npencrasiseT coboii ranorenun, Tpudiar, pocdar, propdocdar mm auerar,
W TJIe 1 IpesicTaBisieTe co0oit 1, 2, 3 mnu 4. B HekoTophIX BapuaHTax peanusanun M npencrasisier coboii Cu. B
HEKOTOPBIX BapHaHTaxX pealtn3aliy Kuciora JIbronca npeacrasiseTr co0oi coslb Meau. B HEKOTOpBIX BapHaHTax
peanm3zanuy coyib MeIu TpeacTaBiser coboit Tpupropmerancynbponar meau (II) (Cu(OTf),). B HekoTophix
BapHaHTaX pealn3alyy MPHUBEICHNE B KOHTAKT MMPOUCXOAUT B MIPUCYTCTBUH PACTBOPHUTENS. B HEKOTOPHIX BapH-
aHTax peaju3auu pacTBOpUTeNb coaepKuT N,N-gumeruadopmamun (IM®DA), TpeT-OyTaHo, TUMETOKCUITAH
(AIMD), ameronutpui, nuxyiopmeran (JIXM), rerparuapodypan (TT' D), 2-metunrerparugpodypan (ME-TT' D),
M3OTIPOITMIIOBBIN CTIMPT, METAHOJ, 3TAHOJ WM JIO0YI0 X KOMOWHAaNWio. B HEKOTOPHIX BapuaHTax peaan3anun
pacTtBoputens cogepxut TT'D.

B HekoTophIX BapuaHTax peanu3anu R; mpenctaBiseT co00i aMHHO3AIIMTHYIO Tpymiy. B HeKoTOpsix
BapuaHTaxX peaM3alliy aMHMHO3AIIMTHAs TPyMNIa MpeAcTaBiseT co0oi Tper-OyTmiokcukapoonun (Boc),
9-dyopenmnmeTiiokcukapoormn (Fmoc), kapOokcubensmmpHyto rpymmy (Cbz), n-MeTOKCHOCH3MIKapOOHWUIT
(Moz), auerun (Ac), 6erzoun (Bz), n-merokcubensmn (PMB), 3,4-mumetokcubensmwn (DMPM), n-meTokcudenun
(PMP), 2-naptunmerunossiit 3¢up (Nap), To3un (Ts), or Tpuxmnopatmixiaopodopmuar (Troc). B HekoTOpsIX
BapHaHTaX PeaTM3aliy aMHHO3AIIUTHAS TPYIIa MPEICTABISET CO00H TPeT-0yTHIIOKCHKAPOOHMIBHYIO TPYIILY
(Boc). B HekoTOphIX BapuaHTax peanusaiuu R, npencrasiser coboii Cy_jp amkuil. B HEKOTOPHIX BapuaHTax pean-
3amu R, mpencraBiseT co0oi MeTHII. B HEKOTOpBIX BapWaHTax peanm3alii KaXIeli R; mpemcraBuseT coboi
H. B HEeKOTOpBIX BapHaHTaX pealn3aiiy coeTnHeHne POpPMYIIHI (5) MK €ro COJIb UMEET CTPYKTYPY hopmyitst (6)

CO,Me

/N\ NI
N =
= C H /_\—/ (©).

B HEKOTOpBIX BapHaHTax peaau3aui coeaAnHeHne GopMysl (5) uMeeT CTpyKTypy Gopmydsr (6).
B npyrom acnekre HacTosIIEro n300pETeHNs PACKPHIT CIIOCO0 MOTydeHus colu GopMyist (7)
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A

o ®
(@) O
R3 R Ry
Rs _N, N
~ N
R3

R Ra R ™,
BKITIOYAFOIIUI OCYIIECTBICHUEC KOHTAKTA COSAMHEHUS PopmMyIsI (5)
COR, R

3 Ra Ri
LSO
N
R3

Re R B (5).

WIH €T0 COJIU C THIPOKCUIOM METAIlIa,

rae R mpencraenser coboii H wimi aMUHO3aIIUTHYO TPYIIITY;

R, mpencrasnser coboit H, C;.j amkui, C;_jy TaIOTCHAIKII WM apyJ;

Kax bl R; He3aBucuMo npezcrasisiet coboit H, ranoren, C. g anmkmi, C;.jp TaTOTCHAIKII WIH apHi; U

A mipencTaBisieT co00i KaTHOH.

B HEexoTOpHIX BapHaHTaxX peaju3alliil KaTHOH TPEACTABIAET COO0H HEOPTaHWMYECKUN WM OPTaHHYECKUN
KaTHOH. B HEKOTOPHIX BapHaHTaX pealn3alliil KaTHOH IpeAcTaBisieT co00i KaTHOH MeTajuia. B HEeKOTOpHIX Ba-
pHaHTaxX pealn3anyuy KaTHOH MeTala MPEICTaBIseT cO00M KaTHOH IIETIOYHOTO MeTaa. B HeKOTOphIX BapuaH-
TaxX peajln3alyuy KaTHOH IIEJOYHOTO MeTaylla MpEeACTaBisieT CO00 KaTHOH JINTHS, KATHOH HATPHs, KaTHOH Ka-
TIHsL, KaTHOH PYOWINs, KaTHOH 13U MM KaTHOH (paHIusi. B HEKOTOPHIX BapHaHTaxX pealn3alliil KaTHOH IIe-
JIOYHOTO METaJlIa MPECTABISACT COOOU KATHOH JTUTHS.

B HekoTOpBIX BapHaHTax peamu3ali R; mpeacramiseT co00M aMHHO3AIIMUTHYIO TPpyHIy. B HEKOTOPBIX
BapHaHTaX peali3allid aMWHO3ANIUTHAS TPYIMIa MPeACTaBIseT coboil TpeT-OyTminokcukapoonmn (Boc),
9-dyopenmnmetiiokcukapoormn (Fmoc), kapOokcuOensunmpHyto rpymmy (Cbz), n-MeTOKCHOCH3MIKapOOHWUIT
(Moz), auerun (Ac), 6erzoun (Bz), n-merokcubensmn (PMB), 3,4-mumetokcubensmwn (DMPM), n-mMeTokcudenun
(PMP), 2-nadtummernnoBeiii a¢up (Nap), To3wr (Ts) umu tpuxnopatunxiopodpopmuar (Troc). B HekoTOphIX
BapHaHTaX PeaTM3alliy aMHHO3AIUTHAS TPYIIA MPEICTABISIET CO00H TPeT-0yTHIOKCHKAPOOHMIBHYIO TPYIILY
(Boc). B HekoTopbIx BapuaHTax peanusanuu R, mpencrasiser coooii C.jo anmkmi. B HEKOTOPBIX BapraHTax pea-
mu3anuu R, mpencrasiser coboit MeTril. B HEKOTOPBIX BapHaHTaX peanm3aliy KakIsli Ry npeacrapiseT coboi

H. B HEKoTOpBIX BapHaHTax peanu3anuu coyib Gopmydsl (7) UMeeT CTpYKTYypy GopMyisr (8)
CO,Li Boc

_N, N

B npyrom acriexTe HacTosIIEro H300pETEHUS PACKPHIT CIIOCO0 MOIyYeHUs coequHEHHsT PopMyIIbl (9)

CONHz R, R, R
R3:¢[/N Q—O
— N
R3
Rs Rs R ©),

nJn €ro COJy, BKHIO‘{aIOIIII/Iﬁ OCYHICCTBJICHNC KOHTAKTa COCANHCHUA (bOpMyJ'ILI (7)

e ®
0. 0]
: R3 ;3 R4
R3 =N, N
~ N
R3
R Ra Re ),

WJIM €T0 COJIM C PEareHTOM ISl PEaKIMiA COYeTaHUs ¥ TUAPOKCHUIOM aMMOHHS,

rae R, mpencrasmnsier coboit H mimn aMHHO3aITUTHYIO TPYIITY;

R, mpencrasnset coboit H, C;.j amkmi, C;_jy TaTIOTCHAIKII HIH apHJ;

Kax bl R; He3aBucuMo npezcrasisiet coboit H, ranoren, Cy. g ankui, C;.jg raOTeHANKI WIH apUT;, U

A mpezcraBisieT OO0 KaTHOH.

B HEKOTOpPHIX BapHaHTaX peajH3alyd KATHOH MPEACTABISICT COOOW HECOPraHMYCCKUM I OpraHMYCCKUMA
KaTHOH. B HEKOTOPHIX BapHaHTaX pean3alliil KaTHOH MpEACTaBiIsieT cO00M KaTHOH MeTaslia. B HEeKOTOpPHIX Ba-
pHaHTaX peau3aliy KaTHOH METajlla IPEICTABISICT COO0I KaTHOH MICTIOYHOTO MeTajlia. B HEKOTOphIX BapHaH-
Tax pealM3alvi KaTHOH IIEI0YHOr0 MeTajia MPEACTaBIIIeT COO0M KaTHOH JINTHUS, KATHOH HATPUs, KATHOH Ka-

THsL, KaTHOH PYOHIuNs, KaTHOH IIe3Ws MM KaTHOH (paHIus. B HEKOTOPHIX BapHaHTaX pealn3alliil KaTHOH IIe-
JIOYHOTO MEeTaJlIa MPEACTaBIAET COOON KaTHOH JIUTHS.
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B HEKOTOpBIX BapHaHTaX pealM3alliy PEeareHT Il Peakiyii cCoueTaHus IPeCcTaBiIsIeT co00il KapOOHMI NN~
mugazon (CDI), N,N'-gummkinorexcunkapoomumnmun (DCC), 3-(mmdrokcndocdopuinoken)-1,2,3-6eH30TpHasuH-
4(3H)-on (DEPBT), N,N'-muuzonponikapooguumu, 1-[ouc(mumernnamuno)meTned]-1H-1,2,3-tpua3omno[4,5-
blmupuanans 3-okcun rexcadropdochar (HATU), 2-(1H-6enzorpuazon-1-um)-1,1,3,3-TpeTpaMeTriIypOHuUs
rexcadproppochar (HBTU), I1-ruapoxcu-7-azabenzorpuazon (HOAL), ruapokcubenzorpuazon (HOBt),
7-a3aben3oTpuaso- 1 -miokcn) tpunupposmauHdpochonus rekcadropdocdar (PyAOP) nnm 6enzotpuazon-1-wmi-
okcutpurnupposmauHpocdonus rexcapropdocdar (PyBOP). B HekoTOPBIX BapraHTaX peali3aliy PeareHT s
peakuii coueTanus npeacrapiseT codoir CDI.

B HEKOTOpBIX BapHaHTaxX pean3aliy MPUBEJICHHE B KOHTAKT IPOUCXOIUT B IPUCYTCTBUH pacTBoputels. B
HEKOTOPBIX BapHaHTaX pea3aliy pacTBopurenb conepxutr N,N-mumernadopmamun (AM®PA), m-OyraHon, au-
metokcraTad (JIMD), aneronurpui, auxiaopmeran (AXM), terparuapodypan (TI'®), 2-metnnrerparuapodypas
(ME-TT'®), n30mponuIoBbId CIMPT, METAHOJ, 3TAaHOJI WM JIIO0YI0 MX KOMOMHAIMIO. B HEKOTOpHIX BapuaHTax
peanu3anuy pacTBOpUTENsb coaepkuT JIMDA.

B HexoTOpBIX BapHaHTaxX peai3aliy OCYIIECTBICHNE KOHTAKTa MPOUCXOIUT B IPUCYTCTBUU KHUCIOTHL B
HEKOTOPBIX BapHaHTaxX pean3aldyl KUCIIOTa MpPEACTaBiseT co00i MypaBRHUHYIO KHCIOTY, YKCYCHYIO KHCIOTY,
MPOTIMOHOBYIO KHUCIIOTY, MAaclITHYIO KHCJIOTY, BAJIEPHAHOBYIO KHCIIOTY, KallpOHOBYIO KHCIJIOTY, IIABEJIEBYIO KH-
CIIOTY, MOJIOUHYIO KUCIIOTY, SIOJIOYHYIO KHCIOTY, JTUMOHHYIO KHCIIOTY, OCH30MHYIO KHCIIOTY, YTOJIbHYIO KHCIIO-
Ty, MOYEBYIO KHCJIOTY, TaypHH, II-TOIYOJICYITb()OHOBYIO KHCIOTY, TPU(PTOPMETaHCYITb(POHOBYIO KHUCIIOTY, aMH-
HOMETHIIHOCPOHOBYIO KUCIOTY, TpupTOpykcycHYI0 KUCIOTY (TP VYK), dhochoHOBYIO KUCIOTY, CEpHYIO KHCIIO-
Ty, a30THYIO KHCJIOTY, (HOChHOPHYIO KHCIOTY, XJIOPOBOJOPOIHYIO KHUCIOTY, dTaHCYIh(oHOBYIO KucioTy (DCK)
WY JII00YI0 MX KOMOMHAIMIO. B HEKOTOPBIX BapnaHTaxX pealn3aliy KUCIIOTa IPeNCTaBiIsieT co00i TpuTOpyK-
cycHymo kucaoty (TOVK).

B HexoropsIx BapmanTtax peanm3ammu R1 mpencraBiser coOoif aMHHO3AIMTHYIO Tpymiy. B HekoTOphIX
BapuaHTaxX peaM3alliy aMHMHO3AIIMTHAas TpyMNIa MpeAcTaBisieT co0oi Tper-OyTmiokcukapoonun (Boc),
9-dnyopenmnmetimiokcukapoormn (Fmoc), kapOokcuOensunmpHyto rpymmy (Cbz), n-MeTOKCHOCH3MIKapOOHWUIT
(Moz), aetun (Ac), 6enzonn (Bz), n-merokcudensun (PMB), 3,4-nmumetokcndensmwn (DMPM), n-meTokcudeHwmt
(PMP), 2-nadtummernnoBeiii a¢up (Nap), To3wr (Ts) umu tpuxnopatunxiopodopmuar (Troc). B HekoTOphIxX
BapHaHTaX PeaTM3aldy aMHHO3AIIUTHAS TPYIIA MPEICTABISIET CO00H TPeT-0yTHIIOKCHKAPOOHMIBHYIO TPYIILY
(Boc). B HekoTopbIX BapuaHTax peannsanuu R, npeacrapnser coboii C;.jy ankwi. B HEKOTOPHIX BapuaHTax pea-
m3aimn R, npenctaBisieT coboit MeTri. B HEKOTOPBIX BapuaHTax pealu3alu Kaxablii R; mpencraBiser coboit
H. B HEKOTOPBIX BapHaHTaX pean3aliuy coequHenne Gopmysl (9) wiu ero cob umeeT CTpykTypy popmyist (10)

CONH, Boc

_N, N

B HekoTOphIX BapnaHTax peanusanuy coeanHenne Gopmynst (9) nmeer ctpyktypy Gopmyist (10).
B npyrom acriexte HacTosIIero n300peTeHUs PacKphIT CIIocod noyyeHus conu Gopmynsr (11)

CONH, R, R, !
Rs

R3
Rs Re Rs (1),

BKITIOYAFOIIUI OCYIIECTBICHUEC KOHTAKTa COeqMHEHUS Gpopmys (9)

R R ©)

WJIN €T0 COJIH C Iapa-ToyoJcyIb(pOHOBOM KnucinoTsl MoHoruaparoMm (pTSA-H,0),

rae R, mpencrasmnsier coboit H mimn aMHHO3aITUTHYIO TPYIITY;

R, mpencrasmister coboit H, C,_j ankui, C;_jo TaJIOTeHATKWI WU apuIT; H

Kaxapid R3 He3aBucuMo mpeacrasisier codoit H, ranmoren, C. ;g ankwi, Ci_jo TAJIOTEHATKWIT WU apHIL.

B HEKOTOPBIX BapHaHTaX peaH3alii OCYIICCTBICHHUE KOHTAKTa MPOUCXOIUT B MPUCYTCTBUU KHCIOTHL. B
HCKOTOPBIX BapUAHTaX PEAIM3alUU KUCIIOTa MPEACTaBIsIeT cOO00W MYpaBRUHYIO KHCIOTY, YKCYCHYIO KHCIOTY,
MPOTIHOHOBYIO KUCIIOTY, MAaClITHYIO KHCJIOTY, BAJICPHAHOBYIO KHCIIOTY, KallpOHOBYIO KHCJIOTY, IABEIICBYIO KH-
CJIOTY, MOJIOUHYIO KHUCIIOTY, SIOJIOUHYIO KUCIOTY, TUMOHHYIO KUCIOTY, OCH30MHYIO KUCIOTY, YTOIBHYIO KUCIIO-
Ty, MOUYEBYIO KHCJIOTY, TAYPUH, N-TONYOJICYIH()OHOBYIO KHCIOTY, TPUPTOPMETAHCYIb(HOHOBYIO KHCIOTY, aMH-
HOMETHIIHOCPOHOBYIO KUCIOTY, Tpu(pTOpyKcycHYIO KUCIOTY (TP VYK), dhochoHOBYIO KUCIOTY, CEpHYIO KHCIIO-
Ty, a30THYIO KHUCJIOTY, (HOChHOPHYIO KHCIOTY, XJIOPOBOJOPOIHYIO KHUCIOTY, dTaHCYIh(oHOBYIO KucioTy (DCK)
WK JIFOOYI0 UX KOMOWHAITNIO. B HEKOTOPBIX BapHaHTax peasl3aliy KUCJIOTa MPENCTaBIsIeT co00i TpudTopyk-
cycuyto kucnoty (TOVYK).
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B HekoTOpBIX BapHaHTax peasu3anuyl IPUBEJCHNE B KOHTAKT NPOHUCXOJUT B IPUCYTCTBHH PACTBOPHTEIIS.
B HekoTOpBIX BapHaHTax peanu3anuu pacTBoputensb conepkuT N,N-numerunpopmamun (AMDA), Tper-
Oyranos, amMerokcudTan ([IMD), ameronutpwn, muxiopmetad ([IXM), terparuapodpypan (TTD),
2-metunrerparuapodypan (ME-TT'®), n30mponmiioBEIil CIUPT, METAHOJ, ITAHOJ WIIH JTIO0YI0 X KOMOWHAIIHIO.
B HekoTopbIx BapuaHTax peaau3aiiy pacTBoputTens coaepxut TI'D.

B HekoTophIX BapuaHTaxX peanu3anud R; mpencraBiseT coO0l aMHHO3ANIUTHYIO TPYMITy. B HEKOTOPHIX
BapHAaHTAX peaM3ald aMWHO3AIMUTHAS TPYIIa MPEeACTaBIseT coboi TpeT-Oyrmimokcukapbonmn (Boc),
9-bnyopenmnmmerunokcukapbormn (Fmoc), kap6oxcubemsmnbHyto rpynmy (Cbz), n-MeTOKCHOSH3MIKapOOHMIT
(Moz), auerun (Ac), 6erzoun (Bz), n-merokcubensmn (PMB), 3,4-mumetokcubensmwt (DMPM), n-mMeTokcudenun
(PMP), 2-nadrunmernnossiii a¢up (Nap), To3un (Ts) umu tpuxnopatuiaxiopodopmuar (Troc). B HekoTOphIX
BapUaHTax peajiM3alyy aMUHO3AIIUTHAS TPYIIIa IPeJICTaBIsIeT cO00H TPeT-OyTHIOKCHKapOOHWIBHYIO TPYIITY
(Boc). B HekoTopsIx BapnaHTax peanusannu R, npencrasiser coboit Cy. o ankui. B HeKoTOpbIX BapraHTax pea-
m3anuu R, mpeacrasisier co0oit MeTiil. B HEKOTOpBIX BapuaHTax peaju3aluy Kaxaplii Ry mpencrasnser coboit
H. B HekoTOpBIX BapHaHTax peaiusanuy coib popmyisl (11) nmeer ctpykrypy dopmyist (12)

CONH, ®
/N\ NH2
H
(12).

B apyrom acriekTe HaCTOSIIETO H300PETCHUS PACKPBIT CIIOCO0 MOMYYCHUS SHAHTHOMEPHO 00OTalICHHOTO
(S)-aHupanapu6 Tozunat MoHOTHAPAT GopMyIsl (12)

0
CONH !
2 0&5=0

©]
N, NH.
\N< >'\< > H,0
H

(12),

BKJTIOUAIOITHHA

OCyIIECTBIICHHE KOHTaKTa cMecH, cozepikamieil (R)-Hupanapud Tozmnat monorunapart u (S)-Hupanapud To-
3WJIaT MOHOTHJIPAT C BOAOH M NMEPBBIM OPTaHUYECKUM PAaCTBOPHUTENIEM;

otaenenue (S)-Hupamapuba To3WIaTa MOHOTHApATa OT YKa3aHHOW cMecH (uibTpalmeil ¢ HoIydeHHeM
9HaHTHOMEpPHO oborameHHoro (S)-Hupanapuba To3uIaTa MOHOTHIAPATA; U

OCYIIECTBIICHHE KOHTAaKTa yKa3aHHOTO SHaHTHOMEpHO oborameHHoro (S)-Hupamapuba To3WjgaTa MOHO-
THIpaTa cO BTOPBIM OPTaHWYECKHM PAaCTBOPHUTEIEM, BOJOHW WM JIF0O0H MX KOMOWHAIMEH C IONydeHHEM KpH-
CTATUYECKON (hOPMBI JHAHTHOMEPHO 00OTaeHHoro (S)-Hupanapubda To3uiaTa MOHOTHIpATA.

B HEKOTOPHIX BapmaHTax peaju3alidy CHOco0 TOMOTHUTEIHHO BKIIOYAET MOKPBIM MOMOJ KpHCTaJUIHYe-
CKOH (opMBI PHAHTHOMEPHO oborameHHoro (S)-Hupanapuba To3uinaTa MOHOTHIpaTa. B HEKOTOPHIX BapHaHTax
peanm3anuy CrIoco0 OMONHUTEIHHO BKIIOYACT IPOKAIMBAHHE YKA3aHHOTO SHAHTHOMEPHO OOOTAaIeHHOTO
(S)-Hupanapuba To3uaaTa MOHOTHApATA ¢ MPUMEHEHHEM OJIHOTO HIIM 00Jiee TEMIIEPATYPHBIX IUKIIOB.

B HexoTOpBIX BapHaHTaX peajH3alliy MEpBHI OpraHMYECKHH PacTBOPUTEIb COJICPKHUT alleTOHUTpHI. B
HEKOTOPBIX BapHaHTaX PeaJM3ally P OCYIIECTBICHUN KOHTAKTA IPUMEHSIOT COOTHOIICHNE BOJBI K NIEPBOMY
OpTaHHYecKOMY pacTBopuTeio (00./00.), cocraBistoee ot npuMepHo 200:1 go mpumepno 1:200. B HeKOTOPBIX
BapUaHTax peaM3allly OTHOIICHHWE BOJBI K NEPBOMY OPraHHYECKOMY PacTBOpUTENIO (00./00.) cocTaBisieT OT
npumepHo 200:1 mo npumepno 1:200, Hanpumep ot npumepHo 200:1 go npumepHno 100:1, ot npumepno 200:1
o mpumepHo 10:1, ot mpumepro 200:1 go mpumepno 5:1, ot mpumepro 200:1 mo mpumepHo 2:1, OT IpUMEpPHO
200:1 go mpumepno 1:1, ot mpumepHo 200:1 mo mpumepno 1:2, ot mpumepno 200:1 no npumepno 1:5, ot npu-
MepHo 200:1 mo mpumepno 1:10, ot mpumepHo 200:1 mo mpumepro 1:100, ot mpumepro 100:1 mo mpumepHO
10:1, ot mpumepro 100:1 mo mpumepno 5:1, ot mpumepHo 100:1 1o mpumepro 2:1, ot mpumepno 100:1 mxo npu-
MepHo 1:1, or mpumepno 100:1 qo nmpumepno 1:2, ot mpumepno 100:1 go mpumepno 1:5, ot mpumepHo 100:1 mo
npumepHo 1:10, ot mpumepHo 100:1 mo mpumepno 1:100, ot mpumepro 100:1 g0 mpumepno 1:200, oT mpumepHO
10:1 mo mpumepHo 5:1, ot mpumepHo 10:1 o npumepso 2:1, oT mpumepno 10:1 no npumepHo 1:1, oT npumepHO
10:1 o mpumepHro 1:2, ot mpumepHo 10:1 1o npumepno 1:5, ot npumepHo 10:1 1o npumepno 1:10, or mpumep-
HO 10:1 mo mpumepno 1:100, ot mpumepno 10:1 go mpumepno 1:200, ot npumepHo 5:1 go nmpumepHo 2:1, ot
npumepHo 5:1 go mpumepHo 1:1, ot npumepHo 5:1 no mpumepHo 1:2, ot npumepno 5:1 no mpumepno 1:5, ot
npumepHo 5:1 1o npumMepso 1:10, ot mpumepno 5:1 no npumepHo 1:100, ot npumepHo 5:1 g0 npumepno 1:200,
oT npuMepHo 2:1 o npumepHo 1:1, ot mpumepno 2:1 no npumepHo 1:2, ot mpumepHo 2:1 1o npumepHo 1:5, ot
npumepHo 2:1 go mpumepHo 1:10, ot mpumepHo 2:1 g0 mpumepno 1:100, ot mpumepno 2:1 no npumepno 1:200,
oT npumepHo 1:1 mo mpumepHo 1:2, ot mpumepHo 1:1 mo mpumepHo 1:5, ot nmpumepno 1:1 g0 nmpumepno 1:10, ot
npumepHo 1:1 mo mpumepno 1:100, ot mpumepno 1:1 mo mpumepHo 1:200, oT mpumepHo 1:2 mo mpumepHo 1:5,
ot npumepHo 1:2 mo mpumepno 1:10, ot mpumepHo 1:2 no mpumepro 1:100, ot mpumepHo 1:2 10 mMpuUMEpHO
1:200, ot mpumepHo 1:5 mo mpumepro 1:10, ot mpumepHo 1:5 mo mpumepro 1:100, ot mpumepno 1:5 mo npu-

-5-
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MepHo 1:200, ot npumepro 1:10 no npumepno 1:100, ot npumepHo 1:10 no npumepHo 1:200 unu ot npuMepHO
1:100 no mpumepro 1:200. B HEKOTOpPBIX BapHaHTaxX peaau3alMy OTHOIIEHHE BOJbI K IEPBOMY OPraHUYECKOMY
pacTtBopuTelnto (00./00.) cocTaBisieT OT mpuMepHo 5:1 1o mpumepHo 1:5.

B HEKOTOpBIX BapHaHTaX pealn3aldl OTHOIICHHE BOJBI K IHEPBOMY OPraHHYECKOMY PACTBOPUTEIIO
(06./06.) cocraBnsier mpumepHo 1:0.005, mpumepro 1:0.01, mpumepno 1:0.02, npumepro 1:0.03, nmpumepHO
1:0.04, mpumepno 1:0.05, mpumepno 1:0.1, mpumepro 1:0.2, nmpumepno 1:0.3, mpumepro 1:0.4, nmpumepno 1:0.5,
npumepHo 1:0.6, npumepno 1:0.7, mpumepro 1:0.8, mpumepno 1:0.9, mpumepno 1:1, mpumepno 1:1.5, mpumepHO
1:2, mpumepno 1:2.5, npumepno 1:3, npumepno 1:3.5, mpumepno 1:4, mpumepno 1:4.5, mpumepro 1:5, nmpumep-
HOo 1:5.5, mpumepno 1:6, npumepHo 1:6.5, mpumepno 1:7, npumepno 1:7.5, nmpumepHo 1:8, mpumepno 1:8.5,
npumepHo 1:9, mpumepHo 1:9.5, npumepno 1:10, npumepno 1:20, npumepno 1:30, npumepHo 1:40, mpumepHO
1:50, mpumepno 1:60, mpumepno 1:70, npumepno 1:80, npumepHo 1:90, npumepno 1:100, npumepno 1:150 nnn
npumepHo 1:200.

B HexoTOpBIX BapHaHTaxX peajn3alliii SHAaHTHOMEPHO oOoramieHHbIN (S)-Hupanapud To3uIaT MOHOTHIpAT
HaxoAWTCst BO (ppakumu GuiabTpara (Hanpumep, MpOoXomuT yepe3 (GuibTp) mocie GuiabTpanuu. B HeKoTOpBIX
BapUaHTaxX pealn3alliy 110 MEHbIICH Mepe MPUMEPHO IO MEHbIIEH Mepe NpuMepHO 1% 3HaHTHOMEpHO obora-
mIeHHOTO (S)-Hupamnapubda To3miiaTa MOHOTHApATa Tocie GrIbTpanuu HaxoauTcs Bo Gpakmun ¢puiabTpata. Ha-
mpuMep, TI0 MeHbIIeH Mepe mpuMepHo 1%, 1o MeHbIIeH Mepe mpuMepHo 2%, 0 MeHbIIei Mepe mpuMepHo 3%,
o0 MeHbIIeH Mepe mpuMmepHO 4%, MO MEHbIIEeH Mepe mpuMepHO 5%, 1Mo MeHbIIeH Mepe mpumepHO 6%, 1o
MeHbIIEeH Mepe puMepHO 7%, TI0 MEHBIIEeH Mepe npuMepHO 8%, 1Mo MeHbIIel Mepe mpuMepHo 9%, 1Mo MEHb-
et mepe mpumepHo 10%, mo MeHsIIel Mepe nmpuMepHo 15%, mo MensInei Mepe nmpumepHo 20%, M0 MEHBIIEH
Mepe npumepHo 25%, no MeHblIel Mepe npumepHo 30%, o MeHblIel Mepe npumepHo 35%, Mo MeHblIel Mepe

npumepHo 40%,
npumepHo 55%,
npumepHo 70%,
npumepHo 85%,
npumepHo 92%,
npumepHo 95%,

1o
1o
1o
1o
(6]
(6]

MEHBIIIEH
MEHBIIIEH
MEHBIIIEH
MEHBIIIEH
MEHBIIICH
MEHBIIICH

Mepe
Mepe
Mepe
Mepe
Mepe
Mepe

npumepHo 45%,
npumepHo 60%,
npumepHo 75%,
npumepHo 90%,
npuMepao 93%,
npuMepHo 96%,

1o
1o
1o
1o
(6]
(6]

MEHBIIIEH
MEHBIIIEH
MEHBIIIEH
MEHBIIIEH
MEHBIICH
MEHBIICH

Mepe
Mepe
Mepe
Mepe
Mepe
Mepe

npumepHo 50%,
npumepHo 65%,
npumepHo 80%,
npumepHo 91%,
npumepHo 94%,
npumepHo 97%,

1o
1o
1o
1o
(6]
(6]

MEHBIIIECH
MEHBIIIEH
MEHBIIIEH
MEHBIIIECH
MEHBIIICH
MEHBIIICH

Mepe
Mepe
Mepe
Mepe
Mepe
Mepe

npuMepHo 98% wiH Mo MeHbIIeH Mepe mpuMepHO 99% SHaHTHOMEPHO 00OTameHHOTO (S)-Hupanapuba To3nIa-
Ta MOHOTHApaTa nocie QuIbTpalruy HaXOAUTCs BO (hpakuuu GuiabTpata. B HEKOTOPEIX BapHaHTax peau3alnu
BTOpOH opranmdeckuii pactBoputens coaepxut JJMCO. B HEKOTOpBIX BapHaHTaX pealn3aliy croco0 BKITOYA-
€T OCYIIIECTBIIEHHE KOHTAKTa YKA3aHHOTO YHAHTHOMEPHO oborameHHoro (S)-Hupanaprda To3uaaTa MOHOTHIpA-
Ta ¢ aumermicynspokcuaoMm (JIMCO) u Bomoi. B HeKOTOpHIX BapHaHTax peajin3allid NPH OCYIIECTBICHUU
KOHTaKTa IPUMEHSIOT OTHOIICHHE BOABI KO BTOPOMY OPraHMYEeCKOMY pacTBOpUTeNo (00./00.), cocTaBisioee
ot npumepHo 200:1 o mpumepro 1:200. B HEKOTOPBIX BapHaHTax pealn3aliy OTHOLIECHHE BOJbI KO BTOPOMY
OpraHHUYeCKOMY pacTBoputento (00./00.) coctaBmsier ot nmpumepHo 200:1 mo mpumepno 1:200, Hampumep, oT
npumepHo 200:1 go npumepno 100:1, ot npumepno 200:1 no npumepso 10:1, ot npumepno 200:1 no npumepHO
5:1, ot mpumepro 200:1 mo mpumepHo 2:1, ot npumepro 200:1 no npumepso 1:1, ot npumepHno 200:1 no mpu-
MepHo 1:2, ot mpumepHo 200:1 g0 mpumepHo 1:5, ot mpumepro 200:1 no mpumepHo 1:10, ot mpumepHo 200:1
1o pumepro 1:100, ot mpumepro 100:1 go mpumepno 10:1, ot mpumepHo 100:1 1o mpumepno 5:1, oT mpumep-
HO 100:1 g0 mpumepno 2:1, ot mpumepro 100:1 go mpumepno 1:1, ot mpumepno 100:1 no mpumepro 1:2, ot
npumepHo 100:1 mo mpumepno 1:5, ot mpumepro 100:1 mo mpumepno 1:10, ot mpumepro 100:1 go mpumepHO
1:100, ot mpumepro 100:1 mo mpumepHo 1:200, oT mpumepHo 10:1 mo mpumepno 5:1, ot mpumepsro 10:1 mo
npumepHo 2:1, ot npumepHo 10:1 no npumepro 1:1, or mpumepro 10:1 no npumepHo 1:2, ot npumepno 10:1 1o
npumepHo 1:5, ot npumepHo 10:1 no npumepno 1:10, ot npumepno 10:1 no npumepno 1:100, ot npumepno 10:1
Jo npuMmepHo 1:200, ot mpumepro 5:1 go mpumepso 2:1, ot npumepHo 5:1 go npumepHo 1:1, ot npumepHo 5:1
Jo npumepHo 1:2, ot npumepHo 5:1 1o npumepHo 1:5, ot npumepso 5:1 no npumepno 1:10, ot npumepHo 5:1
Jo npumepHo 1:100, ot npumepHo 5:1 mo mpumepno 1:200, ot npumepHo 2:1 1o mpumepHo 1:1, oT mpumepHO
2:1 no mpumepno 1:2, ot mpumepHo 2:1 1o mpumepHo 1:5, ot npumepHo 2:1 1o npumepso 1:10, oT npumepHO
2:1 mo mpumepno 1:100, ot mpumepHo 2:1 g0 mpumepHo 1:200, ot mpumepHo 1:1 no mpumepno 1:2, ot mpumep-
HO 1:1 10 mpumepHo 1:5, ot mpumepHo 1:1 1o mpumepHo 1:10, ot mpumepno 1:1 mo mpumepno 1:100, ot nipu-
MepHo 1:1 mo mpumepno 1:200, ot mpumepro 1:2 g0 mpumepno 1:5, ot nmpumepHo 1:2 mo mpumepso 1:10, ot
npumepHo 1:2 no mpumepHo 1:100, ot mpumepro 1:2 mo mpumepro 1:200, ot npumepHo 1:5 mo nmpumepHo 1:10,
ot pumMepHo 1:5 mo mpumepro 1:100, ot mpumepHo 1:5 mo mpumepro 1:200, ot mpumepno 1:10 mo mpumepHO
1:100, ot mpumepno 1:10 mo mpumepno 1:200 wmm ot mpumepHo 1:100 go mpumepno 1:200. B HEKOTOPHIX Bapu-
aHTaX peajHu3aliy OTHOIIEHUE BOJBI KO BTOPOMY OPraHMYECKOMY pacTBOpHTemo (00./00.) coCTaBiseT OT NpH-
MepHo 5:1 g0 mpumepHo 1:5.

B HekoTOpBIX BapHaHTaxX pealu3alyd OTHOLIEHHWE BOJABI KO BTOPOMY OPraHHYECKOMY PaCTBOPUTEINIO
(06./06.) cocraBuser mpumMepHo 1:0.005, mpumepno 1:0.01, mpumepno 1:0.02, mpumepno 1:0.03, npumepno
1:0.04, mpumepro 1:0.05, mpumepno 1:0.1, mpumepno 1:0.2, npumepno 1:0.3, npumepno 1:0.4, npumepno 1:0.5,
npumepHo 1:0.6, mpumepno 1:0.7, mpumepno 1:0.8, mpumepno 1:0.9, npumepno 1:1, npumepHo 1:1.5, npumepHo
1:2, mpumepno 1:2.5, npumepno 1:3, mpumepno 1:3.5, mpumepno 1:4, mpumepno 1:4.5, mpumepno 1:5, nmpumep-
HO 1:5.5, mpumepno 1:6, mpumepro 1:6.5, mpumepno 1:7, nmpumepno 1:7.5, mpumepno 1:8, mpumepno 1:8.5,
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npumepHo 1:9, mpumepHo 1:9.5, npumepno 1:10, npumepno 1:20, npumepno 1:30, npumepHo 1:40, mpumepHO
1:50, mpumepsno 1:60, mpumepno 1:70, npumepno 1:80, npumepHo 1:90, npumepno 1:100, npumepno 1:150 nnn
npumepHo 1:200.

B HexoTophIx BapuaHTax peanusanuu (S)-Hupanapu® To3miat MoHoruapat u (R)-Hupanapub to3umar Mo-
HOTHIIPAT, XapaKTePHU3YIOTCS SFHAHTHOMEPHBIM H30BITKOM, COCTABILIONIEM TI0 MeHbIIeH Mepe 50%, Mo MeHbIIen
Mmepe 60%, o mensmeit mepe 70%, mo mensmelt mepe 80%, mo mMenbmel mepe 85%, mo meHsbei Mepe 90%,
o MeHsbIneit mepe 91%, mo mensmel Mepe 92%, mo Menbme Mepe 93%, mo MenbIeit Mmepe 94%, Mo MeHbIIeH
Mmepe 95%, mo mensmieit Mepe 96%, mo meHsIel Mmepe 97%, mo mMenbmel Mepe 98%, mo meHsbIe Mepe 99%,
no Mmenbleit mepe 99.1%, no mennueit Mmepe 99.2%, no mensieit Mmepe 99.3%, no menbiiel mMepe 99.4%, no
MeHblIei mepe 99.5%, no menbiieit mepe 99.6%, no mensiel mepe 99.7%, no Mensbiieit mepe 99.8% unu no
MeHb1Ie Mepe 99.9%.

B npyrom acnexre HacTosIIero M300pEeTEHUS! PACKPBIT CIIOCO0 MOIYYSHHs] SHAHTHOMEPHO 000TaeHHoTo
(S)-aupanapuba ToznnaTa MoHorHApata Gpopmysst (12)

CONH,

Brunrouaromuii
OCyIIeCTBJICHHE KOHTaKTa cou popmyasl (13)

T EtSOsH  (13),

C THIPOKCHJIOM HATPHS M TOJIYOJIOM C TIOJTydeHHueM coenuHeHus popmysr (14)
Boc

N
H (14),

OCYIIECTBICHHE KOHTaKTa coenHeHus popmynsr (15)
CO,Me
NO,

CHO(15),
¢ a3ugoM Hatpus, stunanetaroM 1 IMCO c nonmydenueM coenuaeHus popmyist (16)
CO,Me
N3

CHO(16);

OCYIIECTBJICHNE KOHTakTa coequHeHust GopMyibl (14) ¢ coenuaenneM Gopmynst (16) u TOVYK ¢ momyde-
HUEM coeuHeHusI popmynsl (4)

CO.Me

OCYIIECTBJICHHE KOHTaKTa coenuHeHust Gopmydsl (4) ¢ tpudTopmetancynbonatom menu (I1) (Cu(OTH),),
TI'® u TOITYOJIOM C MTOJIYIeHHEM COeTUHEHUS POopMYIIBI (6)
COzMe Boc

‘

L O
N g
—~ <
H (6);
OCYIIECTBJICHHE KOHTaKTa COSAMHEHHS (OPMYIIBI (6) ¢ TUAPOKCHUAOM JIUTHS U ITAHOJIOM C IMOJYYCHHUEM
cos hopMyIkl (8)
CO,Li Boc

=N, N

ocymiecTBieHrne kontakra coy popmyssl (8) ¢ CDI, TOVYK, N,N-numeruapopmamuaom (IMDA) u run-
POKCHIOM aMMOHUS € TIOJy4eHHeM coeanHeHus Gopmyisl (10)
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CONH, Boc

=N, N

OCYIIECTBIICHUE KOHTaKTa coequHeHus Gopmyisl (10) ¢ n-TonyoncynbhOHOBOW KHACIOTHI MOHOTHIPATOM
(pTsOH-H,0) u TT'® ¢ nomy4yenuem (S)-aupanapuda To3uiata MOHOTHApPaTa GopMyisl (12)

CONH, ® OQCI)= o
=N NH»
H
(12),

ocymiecTBiIeHne KoHTakTa (S)-Hupamnaprba To3miaTa MoHOTHIpaTa Gopmynsl (12) ¢ alleTOHUTPHUIIOM H BO-
JIO¥ C TIOJTy4eHUEM CMECH;

otneneHue (S)-HUpanmapuba TO3WIaTa MOHOTHApATa OT YKa3aHHOH cMecH (UIIbTpalMed ¢ MOoJydeHUEeM
SHAHTHOMEPHO oborameHHoro (S)-Hupanapruda To3uaaTa MOHOTHApATA; 1

OCYIIIECTBIICHAE KOHTaKTa yYKa3aHHOTO SHAHTHOMEPHO oborarieHHoro (S)-Huparmapuba To3uiaTa MOHOTHII-
para ¢ JIMCO u Bojoii ¢ nosry4eHHeM KpUCTaUTMYEeCKOH (OPMBI SHAHTHOMEPHO oborarieHHoro (S)-Hupanapuda
TO3WJIaTa MOHOTHAPATA.

B HEKOTOpBIX BapuaHTax peaju3alyd CIoco0 TOMONHUTEIHHO BKIIOYACT MOKPBIA TOMOJ KPHCTaJLTHYC-
CKOM (hOpMBI FJHAHTHOMEPHO OOOTaneHHOTO (S)-Hupamapuba To3uiIaTa MOHOTHApaTa. B HEKOTOPHIX BapHaHTaX
peanuzanuu croco0 JONMOJHUTEIBHO BKIIOYAET IPOKAJMBAHUE YKa3aHHOTO HSHAHTHOMEPHO OOOTaICHHOTO
(S)-Hupanapuba To3unaTa MOHOTHApATA ¢ MPUMEHEHHEM OJIHOTO HJIM 00Jiee TEMIIEPATYPHBIX IIUKIIOB.

B npyrom acnekre HacTosIIero n300peTeHNs packphITa colb GopMyIsl (7)

A
o ®
O O
Ra R3 ,R1
Ra _N, N
~ N
R3
oo Re T .

rae R, mpencrasmnsier coboit H mimn aMHHO3aITUTHYIO TPYIITY;

Kax bl R; He3aBucuMo npezacrasisiet coboit H, ranoren, Ci. g ankui, C;. g TaTOTeHANKI WIH apUT;, U

A mpezcraBisieT OO0 KaTHOH.

B HEKOTOpPHIX BapHaHTaX peajH3alUd KATHOH MPEACTABISICT COOOW HECOPraHMYCCKUM I OpraHMYCCKUMA
KaTHOH. B HEKOTOPHIX BapHaHTaX pealln3alliil KaTHOH MpPEACTaBiIsieT cO00M KaTHOH MeTajlia. B HEeKOTOpHIX Ba-
pHaHTaX peau3aliy KaTHOH METajlla TPEICTABISICT COO0I KaTHOH MICTIOYHOTO MeTajlia. B HeKOTOphIX BapHaH-
TaxX pearu3aliy KaTHOH IIEJIOYHOTO METallIa IMPEACTABISICT COOOM KaTHOH JIUTHS. B HEKOTOPHIX BapHaHTaX pe-
anm3zanuu R; mpexacraBisger co0ol aMHHO3AIIMTHYIO TPYNIy. B HEKOTOPHIX BapHaHTaxX peaan3allid aMHHO3a-
IIUTHAs TPYIIa TPeACTaBIsIeT coOol TpeT-OyTmiokcukapoonun (Boc), 9-¢uryopeHMIMETHIOKCHKAPOOHHIT
(Fmoc), kap6okcuben3mibnyto rpymmy (Cbz), n-Metokcuben3mikapoonun (Moz), anetmn (Ac), 6ensomr (Bz),
n-metokcuben3un (PMB), 3,4-mumetokcubensun (DMPM), n-meroxcudenun (PMP), 2-HadTHIMETHIOBBIH
a¢up (Nap), To3un (Ts) mwm TpuxmopaTrixiopodopmuat (Troc). B HEKOTOPEIX BapuaHTaX peaan3allid aMUHO-
3alUTHAS TPYIINA MPEACTABIACT CO00H TPeT-OyTHIOKCHKAapOOHIITBHYIO TpymTy (Boc). B HekoTOpBIX BapuaHTax
peanmzanuu Kaxaslii Ry npeacrasisier coboit H. B HekoTopsIx BapuaHTax peanu3anuu conu Gopmynst (7) nme-
eT CTPYKTYpy (opmysr (8)

COyLi Boc

_N, N

B npyrom acriekTe HacTosIIero n300peTeHUs PaCKPHIT CII0CO0 MoTydeHus coequHeHnst popmyist (17)

0
0 (17).

WIH €TO COJIH, BKITFOYAIOIIUH OCYIIECTBICHUE KOHTaKTa cCoequHeHUs popmys (18)

H
©\'(“I‘_QR4
(0] (18),

WIN €ro CONM ¢ H-OyTmimuTueM U Tpumsonpomundopatom (B(Oi-Pr);), rone Ry mpeacrasnsier codoii yxo-
JUIITYIO TPYIITY.
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B HCKOTOPBIX BapHUaHTax pcajan3aliun crnocob JOMOJIHUTCIBHO BKIIIOYACT PCAKIUIO TUAPOJIN3aA. B mekoro-
PbBIX BapruaHTax pcaM3alun CII0CO0 BKJIIOYAET OCYIIIECTBJICHUEC KOHTAKTa COCAUHCHUSA q)OpMyJ'ILI (19)

HZNQR4 (19),

WIN €ro COoJIM ¢ OCH30WIXJIOPUAOM U OPTraHWYECKHM COEIMHEHUEM, C MOJTYYeHHEM COeAMHEHHS (OopMy-
ab1 (18) mim ero conm, rae Ry mpencrasisier coboil yxoasauiyto rpynmny. B HEKOTOPEIX BapHaHTaX peau3anui
yKa3aHHOE OPraHHYECKOe COSJMHEHHE MpeacTaBisieT co0oit TpumernnamuH (TA) win tpumerunamud (TMA). B
HEKOTOPBIX BapHaHTaX peaji3aluyl yXOAsIias IPyIIa MpeacTaBisieT co0oil, HanpuMep, A1a30T, AUAIKAIOBBIHA
a¢up, nepdropankmicynbpoHar (HanpuMep, TpudaT), TO3WIAT, ME3HIaT, Hox, OpoM, BOLY, CIHPT, XJIOPHI,
HUTpAT, (ocdart, CIOKHBIN ddup, THOIPUP, aMUH, aMMOHHH, HTOp, KapOOKCWIAT, (PEHOKCHI, TUAPOKCHUI, all-
KOKCH/JI WJTH aMWJl. B HEKOTOPBIX BapHaHTax peanm3anuu R, mpenctasiser coboit Br. B HekoTophIX BapmaHTax
peanu3alyy NPUBEACHHE B KOHTAKT MIPOMCXOAUT B MPHUCYTCTBUU PACTBOPUTENS. B HEKOTOpBIX BapHaHTax pea-
TU3aliu pacTBOpUTENb conepkuT N,N-mumeruadopmamuy (IMDA), tper-OytaHomn, gumeTokcudTan (JIIMD),
arneToHuTpwI, AuxjopmeTad (JIXM), rerparuapodypan (TT'®), 2-metunrtetparunpodypan (ME-TT'®), uzomnpo-
MWJIOBBIN CIIMPT, METAHOJI, TAaHOJ WJIH JIIOOYI0 MX KOMOMHaNMIO. B HEKOTOPBIX BapHaHTaxX peajn3allii pacTBO-
purens conepxxur TI'®. B npyrom acnexre HacToOAIMIEro H300pETEHHST PACKPHIT CHOCO0 MOTYYEHUs COCTMHCHHUS

¢dopmyst (20)
Boc
PUEA=S
o (20),

WJIH €TO COJIH, BKITFOYAIOIIUH OCYIIECTBICHUE KOHTaKTa CoequHEeHU popmyst (17)

0
(o]

WJIM €T0 COJIU C COJBbI0 hopMytbl (21)

7).

IISOC

(I
OTs (21),
B IIPUCYTCTBUH KaTaJIN3aTOPA.
B HexoTOpHIX BapHaHTax peann3aliil OCYIIECTBICHNE KOHTakTa coennHeHus Gopmynsl (17) nim ero conn
JIOTIOTHATEIIFHO BKJIFOUAET OCYIIECTBICHHE KOHTAKTa COMU (hOpMYyJIhI (22)

I|300

N
[;‘;l\OTs (22).

Taxxe B HacTOSIIEM U300PETEHUH PACKPHIT CIIOCO0 MOTydeHHS COeTUHEHUS PopMyIts (26)

Boc
H N
[:::1\ N < > <g )
) (206),

WJIH €TO COJIH, BKITFOYAIOIIUH OCYIIECTBICHNUE KOHTAKTa CoeUHEeHU popmyst (17)

H
(@]

WJIM €T0 COJIU C COJBbI0 (GopMYIIHI (22)

an,

IT%oc
N
@GN
B IIPUCYTCTBUM KaTaau3aTopa.

B HekoTOpHIX BapmaHTaxX peaM3allid COOTHOIIEHHWE coyu GopMynsl (21) u comu Qopmynst (22)
(mac./mac.) coctapmser ot npumepro 200:1 mo mpumepro 1:200, Hanpumep oT npumepro 200:1 10 mpumMepHO
100:1, ot mpumepno 200:1 o mpumepno 10:1, ot mpumepno 200:1 o nmpumepso 5:1, ot mpumepro 200:1 no
npumepHo 2:1, ot npumepHo 200:1 go mpumepHo 1:1, ot npumepno 200:1 no npumepHo 1:2, ot mpumepno 200:1
Jo npuMepHo 1:5, ot nmpumepHo 200:1 go mpumepro 1:10, ot npumepro 200:1 no mpumepno 1:100, ot npumep-
HO 100:1 mo mpumepro 10:1, ot mpumepro 100:1 g0 mpumepno 5:1, ot nmpumepHo 100:1 1o mpumepHo 2:1, ot

OTs (22),

-9.
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npumepHo 100:1 no mpumepno 1:1, ot mpumepro 100:1 go mpumepro 1:2, ot mpumepno 100:1 1o npumepHO
1:5, ot mpumepHo 100:1 no mpumepno 1:10, ot npumepro 100:1 no npumepno 1:100, or mpumepro 100:1 no
npumepHo 1:200, ot mpumepro 10:1 qo mpumepno 5:1, ot npumepro 10:1 mo mpumepno 2:1, ot mpumepno 10:1
1o mpumepHo 1:1, ot mpumepro 10:1 mo mpumepro 1:2, ot mpumepro 10:1 mo mpumepno 1:5, or mpumepno 10:1
no pumepro 1:10, ot mpumepro 10:1 go mpumepro 1:100, ot mpumepno 10:1 g0 mpumepno 1:200, ot mpumep-
HO 5:1 go mpumepno 2:1, ot mpumepHo 5:1 no nmpumepHo 1:1, ot mpumepro 5:1 mo mpumepHo 1:2, OT mpuUMEpHO
5:1 mo mpumepHo 1:5, ot mpumepHo 5:1 g0 mpumepHo 1:10, ot mpumepHo 5:1 1o mpumepHo 1:100, oT MpUMEpHO
5:1 mo mpumepno 1:200, ot mpumepHo 2:1 10 mpumepHOo 1:1, oT mpumepHo 2:1 1o mpuMepHO 1:2, OT IPUMEPHO
2:1 no mpumepHo 1:5, ot npumepHo 2:1 1o npumepHo 1:10, ot mpumepro 2:1 go mpumepno 1:100, oT mpumepHO
2:1 no mpumepHo 1:200, ot npumepso 1:1 go npumepso 1:2, ot mpumepno 1:1 go mpumepro 1:5, oT mpumepHO
1:1 no mpumepno 1:10, ot mpumepro 1:1 no mpumepro 1:100, ot npumepHo 1:1 go mpumepno 1:200, ot mpu-
MepHO 1:2 mo mpumepno 1:5, ot npumepHo 1:2 no npumepHo 1:10, ot npumepno 1:2 no mpumepno 1:100, ot
npumepHo 1:2 no npumepso 1:200, ot npumepHo 1:5 go npumepHo 1:10, ot npumepHo 1:5 g0 npumepno 1:100,
ot npuMepHo 1:5 no mpumepno 1:200, ot npumepso 1:10 go npumepso 1:100, ot npumepHo 1:10 1o mpumepHO
1:200 nmm ot mpumepHo 1:100 mo mpumepro 1:200. B HEKOTOPHIX BapuaHTaxX peaau3alldiid COOTHOIICHHUE COJIH
dhopmyel (21) 1 conb popmyist (22) (Mac./Mac.) cocTaBisieT ot mpumepHo 10:1 go mpumepHo 1:1.

B HEexoTOpBIX BapHaHTaxX peau3alliy COoTHoIeHue cor Gopmyisl (21) u commn Gopmynsl (22) (mac./mMac.)
cocrapisieT mpumepHo 1:0.005, npumepno 1:0.01, mpumepno 1:0.02, npumepro 1:0.03, mpumepro 1:0.04, mpu-
MepHo 1:0.05, mpumepno 1:0.1, npumepno 1:0.2, mpumepno 1:0.3, npumepno 1:0.4, mpumepno 1:0.5, mpumepHO
1:0.6, mpumepno 1:0.7, mpumepno 1:0.8, npumepno 1:0.9, npumepno 1:1, mpumepno 1:1.5, npumepno 1:2, npu-
MepHo 1:2.5, mpumepno 1:3, npumepno 1:3.5, npumepso 1:4, npumepno 1:4.5, npumepno 1:5, npumepno 1:5.5,
npumepHo 1:6, npumepno 1:6.5, mpumepno 1:7, npumepro 1:7.5, npumepro 1:8, npumepno 1:8.5, npumepHo
1:9, mpumepno 1:9.5, npumepno 1:10, npumepno 1:20, npumepno 1:30, npumepHo 1:40, npumepro 1:50, npu-
MepHo 1:60, mpumepno 1:70, npumepno 1:80, npumepno 1:90, npumepno 1:100, mpumepro 1:150 mwmu npumep-
HO 1:200. B HeKkoTOpBIX BapHaHTaX pealn3alMy COOTHOIIEHHE coyn Gopmyisl (21) u conmu Gopmynsr (22)
(mac./mac.) coctapinsieT mpuMepHo 7:1. B HEKOTOPBIX BapraHTax peanu3alii COOTHOIEHUE comu Gopmyds (21)
u comu Gopmyitel (22) (Mac./mac.) cocTaBisgeT mpuMepHo 9:1. B HEKOTOPHIX BapraHTaxX peain3aluy OCYIIECTB-
JICHUE KOHTAaKTa IPOUCXOJUT B IPUCYTCTBUH JMTaHAa. B HEKOTOPHIX BapHaHTaX pean3alliy yKa3aHHBIN JIUTaH]
colepkuT (HoCcHUHOBBIM JUTaHA. B HEKOTOpPHIX BapHaHTax pealu3anud (HOCHUHOBBIA JIUTAHJ COIEPKUT
DavePhos, XantPhos, JohnPhos, SPhos, XPhos, tBuXPhos, APhos, CyJohnPhos wnn mo0yio ux KOMOWHAIIHIO.
B HexoTOphIX BapuaHTax peanm3anuu GocHUHOBBIN Jurana conepkuT XPhos. B HEKOTOPHIX BapuaHTaxX peajn-
3anuu GOoCGUHOBBIN JIUraHA MOXET OBITh ONTHYECKH oboraiieH. B HEKOTOpBIX BapHaHTaxX peanuzanuu Gpocdu-
HOBBIH JIMT@HJT MOXET OBITh ONTHYECKH 00OTalleH IIepe/l IPUMEHEHNEM B COCO0aX M MPOILECCax, PACKPHITHIX B
HacTosIIeM H300peTeHHH. B HEKOTOPHIX BapMaHTax pealn3alnyl SHAHTHOMEPHBIH M30BITOK (GochHUHOBOTO JIH-
ranaa (HampuMep, ONTHYECKH oborameHHoro ¢gocdruHOBOro JMraHna) cocraBiseT 1mo Mensiieil Mmepe 50%, mo
MeHblIei Mmepe 60%, mo menbueit Mmepe 70%, no Mensiieir mepe 80%, mo menbluelt Mepe 85%, Mo MeHbILEH
Mmepe 90%, no mensbiei mepe 91%, no menbueit mepe 92%, no MenelIeil Mepe 93%, no MeHwIel Mepe 94%,
o MeHsbIei mepe 95%, mo meHsIel Mepe 96%, o MeHbmeH Mepe 97%, mo MenbIeit Mmepe 98%, Mo MeHbIIeH
Mmepe 99%, o menbiel mepe 99.1%, o mensmeit Mepe 99.2%, mo mensmeii Mepe 99.3%, mo MeHbIIEH Mepe
99.4%, no mensmmel mepe 99.5%, mo menpmeir Mepe 99.6%, mo Mensmeit mepe 99.7%, Mo MeHbIIEH Mepe
99.8% wim o mensIel Mmepe 99.9%.

-10 -
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[:::1\ PPh, PPh, t-Bu,
F: l o I P—t-Bu

N—
DavePhos Xantphos

2-ANLMKNOrekcnnpoChuHO-2'- 4,5-6uc(audennndoctuto)- S _JohnPhos -

(N,N-auMeTMnaMuHo)Bucherun 9,9-IMMETUNKCAHTUH (2-BudpeHnn)an-Tpet-Gytundocut

QQ y QQ fe

P o EBUTR | pr
Do O
o} i-Pr i-Pr
\ BuXPh
u 0s
SPhos XPhos an-TpeT-ByTunanumknorekcun(2’,4’,6™-

avumknorekcun(2',6'-anmMeTokcm AnLuKnOreKcun(2,4',6-Tpumsonponun- TpUu3onponun
N : 1,1-6 -2- e N
[1,1-6ucbennn]-2-un)chocchun (1, "-Bucpenmn]-2-umpocpun [1,1-6ucberun]-2-un)chocdmm

e e

APhos CyJohnPhos
4-(au-TpeT-6uchenuncdochuHo)- [1,1-6ucbenun]-2-
N-N-auMeTunanunut unauuuknorekcundocdux

B HeKOTOpPHIX BapHaHTax peaNn3aliil KaTaJu3aTop COMEPKUT METAIUIMISCKUN KaTan3aTop. B HEKOTOPHIX
BapHaHTaX peaji3alii METAJUIMUECKUI KaTaln3aTop BKIIOYAET KAaTalIH3aTOp, CONCPIKAIIUNA NEepEeXOMHBIA Me-
Tajj1. B HEKOTOPBIX BapuaHTax peanu3aldyd METAJUIMUECKUN KaTajau3aTop COACPKUT CKaHIWM, TUTaH, BaHAAWM,
XpOM, Maprasell, >kene30, Ko0anbT, HUKEIb, Melb, [IWHK, UTTPUH, TUPKOHWHA, HHOOWH, MOJIMONEH, TEXHEITHH,
PYTEHUH, POV, Mauiaauii, cepedpo, KaaMuid, TaQHUMN, TaHTal, BOIbPpaM, PEHUH, OCMUHN, UPUIUH, IIATHHA,
30JI0TO, PTYTh, pe3epdopauii, nyOHUH, cCHOpOTHH, OOpWH, XacCHil, MEWTHEPHH, YHYHHWINH, YHYHYHHH I
YHYHOUI. B HEKOTOpBIX BapHaHTaX pealn3aliil METAJUIMICCKUN KaTaTH3aTop COACPIKUT mamaanid. B Hekoro-
PBIX BapUaHTAX pean3allii METAUTUUCCKUHN KaTamu3aTop coaeput anerat namiaaus (11). B Hekotopsix Bapu-
aHTaxX pealn3aliy OCYIICCTBICHUE KOHTAKTA MPOMCXOUT B IPUCYTCTBHY OCHOBaHHS. B HEKOTOPHIX BapHaHTax
pea3anuy OCHOBAaHUE COACPIKUT COJIb IICIOYHOTO MeTallla. B HEKOTOPBIX BapHaHTaX peaTu3aliy CONb MIeTI0Y-
Horo MeTajuta conepxut Cs,CO3, CsHCO;K;PO,, K,HPO,, KH,PO,, K,CO3, KHCO;, NaHCO;, Na,CO; unu mo-
OyI0 MX KOMOWHANMIO. B HEKOTOPHIX BapHaHTaX peai3aliyl IPUBEICHUEC B KOHTAKT MPOUCXOIUT B IPUCYTCTBHH
pacTBopuUTeElls. B HEKOTOPBIX BapHaHTaX peai3aiy pacTBOpUTEh conepkuT N,N-numetuadopmamun (JJMDA),
TpeT-0yTanoy, auMeTokcudTan (JAMD), ameronutpwn, muxiopmeran (JIXM), terparumpodypan (TT'D),
2-metunrerparuapodypan (ME-TT'®), n30mponuiioBbIil CIUPT, METAHOJ, ITAHOJ WK JTIO0YI0 X KOMOWHAIIHIO.
B HekoTophIX BapuaHTaxX peanu3aiuu pacTBoputelb cojaepxut TI'D. B HeKoTOphIX BapHaHTaX peaau3aiiu
Croco0 JIOTTOJIHUTENHFHO BKJIIOYACT OCYIECTBIICHHE KOHTaKTa coequHeHus GopMyisl (20) Uil €ro COJH, ¢ ameTo-
HUTPWIOM. B IpyroM acriekte HacTOSAIIET0 N300pETEHUS PACKPHIT CIIOCO0 MOTydeHUs coemnHeHus hopMyIbl (23)

©\’( ‘Q :E °(23),

WIH €TO COJIH, BKITFOYAIOIIUH OCYIIIECTBICHUE KOHTAKTa COeqUHEeHUS popmyst (17)

|
o
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Rs R
Rsy"_ L Rs

HO OH

H

rae Kakaeid Rs HezaBucuMo npeacrapiser coboit H wmm C 3 ajnku.

B HekoTophIX BapuaHTax peanu3aluy KaxIpli Rs HezaBucumo npexacrasisier coboii Cy 3 ankwi. B Heko-
TOPBIX BapHaHTaxX peaju3aliy KaxIplii Rs npencrasiser co0oil MeTwi1. B HEKOTOPBIX BapHaHTaX peau3alui
coennHenue GopMyIisl (23) WM €ro collb UMEET CTPYKTYpY hopmyisl (24)

0 <::> ‘9:12;
N B
O\'( \O
o (24).

B HEKOTOPHIX BapHaHTaX peaji3aliy MPUBEICHIE B KOHTAKT MPOUCXOINT B IIPUCYTCTBUU PACTBOPUTEIIS.
B HexoTOphIX BapuaHTaxX peanu3ayu pacTBOpuTenb coiepkuT N,N-gumerundopmamun (IMDA), Tpert-
Oyranon, amMerokcudTan (/IMD), ameronutpwn, muxiopmetad ([IXM), terparuapodpypan (TTD),
2-metunrerparuapodypan (ME-TT'®), n30mponuiIoBEIi CIUPT, METAHOJ, ITAHOJ WK JTIO0YI0 X KOMOWHAIIHIO.
B HEKOTOPHIX BapHaHTaX pean3aliy pacTBOPUTENb coaep uT TT'®. B apyrom acrnekTe HacTOSIIETO N300peTe-
HUS PACKPHIT CITOCO0 TOMydeHus coequHeHus popmysr (20)

Boc
A
O (20),

WJIM €TO COJIM, BKITIOYAIOIINI OCYIIECTBICHNE KOHTaKTa coeqnHeHNs Hopmyisl (23)

WJIN €T0 COJIH ¢ coibio hopmysl (21)

L
|
OTs (2 1 )’

B NPUCYTCTBUU KaTajInu3aTopa. Taxxe B HaCToAIICM I/I306peTeHI/II/I PACKpPBIT CIoco0 MOoJIyucHus cocaAnuHe-

HUS hopMyIsI (26)
B
’ i 0c
[ )\ N <:> <\ )
o (26),

WK €T0 COJTH, BKJTFOYAOIIMNA: OCYIIECTBICHHE KOHTaKTa cCoeuHeHust (hopmyisl (23)
Rs

0 PO~R;

N B, | R,
© R

fo) 5

WJIM €T0 COJIU C COJIBbIO (GopMYyIIHI (22)

(23),

I?oc

(Nj\
/
OTs

B HEeKkoTOpBIX BapHaHTaxX peanu3aliy COOTHOIIEHHE coir (hopmydsl (21) n conmu dopmynsl (22) (Mac./mac.)
cocrasisgeT oT npuMmepHo 200:1 mo mpumepno 1:200, manpumep ot npumepro 200:1 no mpumepno 100:1, ot
npumepHo 200:1 no mpumepro 10:1, ot npumepHo 200:1 go npumepHo 5:1, ot mpumepHo 200:1 10 mpuMepHO
2:1, ot mpumepHo 200:1 go mpumepHo 1:1, ot mpumepHo 200:1 no mpumepHo 1:2, ot npumepno 200:1 no npu-
MepHoO 1:5, ot npumepHo 200:1 no mpumepso 1:10, ot mpumepro 200:1 go npumepHo 1:100, o mpumepro 100:1
Jo npuMmepHo 10:1, ot mpumepro 100:1 go mpumepro 5:1, ot npumepro 100:1 go npumepHo 2:1, OT IpUMEPHO
100:1 go mpumepno 1:1, ot mpumepHo 100:1 mo mpumepno 1:2, ot mpumepro 100:1 go mpumepno 1:5, ot npu-
MepHo 100:1 mo mpumepno 1:10, ot mpumepro 100:1 mo mpumepro 1:100, ot mpumepro 100:1 mo mpumepHO
1:200, ot mpumepuo 10:1 go mpumepno 5:1, ot mpumepro 10:1 go mpumepHo 2:1, ot mpumepro 10:1 mo npu-
MepHo 1:1, ot mpumepno 10:1 mo npumepHo 1:2, oT mpumepro 10:1 mo mpumepno 1:5, oT mpumepno 10:1 mo
npumepHo 1:10, ot mpumepro 10:1 mo mpumepno 1:100, ot mpumepHo 10:1 mo mpumepHo 1:200, oT pUMEpHO
5:1 mo mpumepHo 2:1, ot mpumepHo 5:1 1o mpumepHo 1:1, oT mpumepHo 5:1 10 mpumepHo 1:2, oT mpumepHO 5:1
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Jo mpuMepHo 1:5, ot mpumepHo 5:1 go mpumepro 1:10, ot npumepro 5:1 1o npumepso 1:100, ot npumepHo 5:1
Jo npuMmepHo 1:200, ot mpumepro 2:1 go mpumepso 1:1, ot npumepHo 2:1 go npumepHo 1:2, ot npumepHo 2:1
1o mpumepHo 1:5, ot mpumepHo 2:1 go nmpumepHo 1:10, ot mpumepro 2:1 go mpumepno 1:100, ot mpumepHo 2:1
1o ipumepHo 1:200, ot mpumepHo 1:1 g0 mpumepno 1:2, ot mpumepHo 1:1 mo mpumepHo 1:5, oT mpumepro 1:1
1o ipumepHo 1:10, ot mpumepro 1:1 mo mpumepro 1:100, ot mpumepHo 1:1 mo mpumepHo 1:200, oT puMepHO
1:2 mo mpumepHo 1:5, ot mpumepHo 1:2 10 npumepHo 1:10, ot mpumepHo 1:2 1o mpumepHo 1:100, oT mpuMepHO
1:2 no mpumepno 1:200, ot mpumepro 1:5 mo mpumepno 1:10, ot mpumepro 1:5 mo mpumepno 1:100, ot npu-
MepHo 1:5 g0 mpumepro 1:200, ot mpumepro 1:10 mo npumepno 1:100, ot mpumepno 1:10 mo mpumepno 1:200
i oT npuMmepHo 1:100 no npumepHo 1:200. B HEKOTOpBIX BapHaHTax peaM3aliy COOTHOLIEHUE coii Gopmy-
161 (21) u comu dopmyast (22) (Mac./Mac.) coctasisieT oT mpumepHo 10:1 1o npumepHo 1:1.

B HEKOTOpBIX BapHaHTaxX pealu3aliy COOTHOIIEHUE coir (hopmMydsl (21) n conmu dopmynsr (22) (Mac./mac.)
cocrasnseT npuMepHo 1:0.005, npumepno 1:0.01, npumepno 1:0.02, npumepro 1:0.03, npumepHo 1:0.04, npu-
MepHo 1:0.05, mpumepno 1:0.1, npumepno 1:0.2, npumepno 1:0.3, npumepno 1:0.4, npumepno 1:0.5, npumepHo
1:0.6, mpumepno 1:0.7, npumepno 1:0.8, npumepno 1:0.9, mpumepno 1:1, npumepno 1:1.5, npumepHo 1:2, npu-
MepHo 1:2.5, mpumepno 1:3, mpumepno 1:3.5, npumepHo 1:4, npumepno 1:4.5, npumepno 1:5, mpumepHo 1:5.5,
npumepHo 1:6, mpumepHo 1:6.5, mpumepro 1:7, mpumepro 1:7.5, mpumepno 1:8, mpumepno 1:8.5, mpumepHo
1:9, mpumepno 1:9.5, mpumepno 1:10, npumepro 1:20, npumepno 1:30, mpumepHo 1:40, mpumepro 1:50, pu-
MepHo 1:60, mpumepno 1:70, npumepno 1:80, mpumepno 1:90, mpumepno 1:100, mpumepno 1:150 wmm nmpumep-
HO 1:200. B HEKOTOpHIX BapHaHTaX peaH3allii COOTHOIICHHWE coiu Gopmynsl (21) u comu Gopmynsr (22)
(mac./mac.) coctapinsieT mpuMepHoO 7:1. B HEKOTOPBIX BapuaHTax peanu3alii COOTHOIIEHUE comu Gpopmyds (21)
u comu Gopmynsl (22) (Mac./mac.) cocTaBisieT mpuMepHO 9:1. B HEKOTOPBIX BapHaHTaX peallu3allii OCYIIeCTB-
JICHWE KOHTAKTa MPOUCXOIUT B MMPUCYTCTBUU JIUTAaH/Aa. B HEKOTOPHIX BapHaHTaX pealin3alluyl YKa3aHHBIN JTUraH/T
comepxut (ochuHOBBIN nuTaHA. B HEKOTOPHIX BapuWaHTax peanu3anud (OCHUHOBBIA JHTaHI COICPIKHUT
DavePhos, XantPhos, JohnPhos, SPhos, XPhos, tBuXPhos, APhos, CyJohnPhos i 1100yr0 UX KOMOWHAIIHIO.
B HekoTOphIX BapuaHTax peanu3anuu GocHUHOBEIH aurann cogepkut XPhos.

B HeKOTOpPHIX BapHaHTax peann3aliil KaTaJu3aTop COMEPKUT METAIUIMISCKIN KaTan3aTop. B HEKOTOPHIX
BapHaHTaX peaji3alyd METALIMYCCKUA KaTalu3aTop COACPKUT KaTalIH3aTop, CONICPKAIIUA MEepeXOMHBIH Me-
Talj1. B HEKOTOPBIX BapuaHTax peanu3aldyd METAJUIMUECKUN KaTajJu3aTop COACPKUT CKaHIWM, TUTaH, BaHAAUM,
XpOM, Maprasell, >kene30, Ko0anbT, HUKEIb, Melb, [IWHK, UTTPUH, TUPKOHUHA, HHOOWH, MOJIMOIEH, TEXHEITHH,
PYTEHUH, POIWA, Mauiaguii, cepedpo, KaaMuid, TaQHUMN, TaHTal, BOIbPpaM, PEHUH, OCMUHN, UPUIUH, IIATHHA,
30JI0TO, PTYTh, pe3epdopmuii, myOHUH, cHOpOTHUH, OOpWH, XacCHWil, MEWTHEPHHA, YHYHHWINH, YHYHYHHA WIIHA
YHYHOUI. B HEKOTOPBIX BapHaHTaX pealn3aliil METAJUIMICCKUN KaTaaH3aTop COACPKUT mammaanid. B HekoTo-
PBIX BapUaHTAX pean3allii METAUTUUCCKUHN KaTamu3aTop coaeput anerat namiaaus (11). B HekoTopsix Bapu-
aHTaxX pean3aliy OCYIICCTBICHUE KOHTAKTa MPOMCXOUT B IPUCYTCTBHY OCHOBaHHS. B HEKOTOPHIX BapHaHTax
pea3anuy OCHOBAaHUE COACPIKUT COJIb IICIOYHOTO MeTalIa. B HEKOTOPBIX BapHaHTaX peaTu3aliy CONb MIeTI0Y-
Horo MeTajuta conepxut Cs,CO3;, CsHCO;K;PO,, K,HPO,, KH,PO,, K,CO3, KHCO;, NaHCO;, Na,CO; unu mo-
Oyr0 MX KOMOWHANNIO. B HEKOTOPHIX BapHaHTaX peai3aliil MPUBEICHUEC B KOHTAKT MPOUCXOIUT B IPUCYTCTBHH
pacTBopuTels. B HEKOTOPHIX BapHaHTaX peai3aiy pacTBOpUTEb conepkuT N,N-numetuadopmamun (JIMDA),
TpeT-0yTanoy, auMeTokcudTan (JAMD), ameronutpwn, mmxiopmeran (JIXM), terparumpodypan (TTD),
2-metunrerparugpodypan (ME-TT'®), n30mponuiioBEIil CIUPT, METAHOJ, ITAHOJ WK JTIO0YI0 X KOMOWHAIIHIO.
B HekoTOophIX BapuaHTaxX peanu3aluu pacTBopuTelb cojaeput TI'D. B HEKOTOpBIX BapHaHTaX peaau3aiiu
CIoco0 JOTOTHATEIHHO BKITIOYAET OCYIIECTBIEHUE KOHTaKTa coequHeHus Gopmyinbl (20) Wiu ero coiy, ¢ are-
TOHUTPUIIOM.

B npyrom acriexTte HacTosIIero H300pEeTEHUS PACKPHIT CIIOCO0 MOTyYeHUs coeqUHEHHsT PopMyIbl (25)

Boc
H N
O A-0=0
H
o} (25),

WJIM €TO COJIM, BKITIOYAIOIINH OCYIIECTBICHNE KOHTaKTa coequHeHus Gopmyisl (20)
Boc

0 N
N
o
WJIM €0 COJIH C JIUTAHIOM.

B HEKOTOPBIX BapHaHTax peaain3alunu crnocob JOIMOJIHUTCIIBPHO BKIIIOYACT OCYHICCTBIICHHUEC KOHTAKTa CO-

enuHenust Gopmysl (26)
JBoc
i N
[j\ N < > <\ )
(0]
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WM €TO COJIU C JIUTaHIOM.

B HEKOTOpBIX BapHaHTax peajH3allid YKa3aHHBIN JIMTaH] COACPKUT XUPATbHBIN JHUraHn. B HEKOTOPBIX
BapHaHTaX pealn3alliil XUPAIbHBINA JINTaH] COACPKUT JIuranx Josiphos. B HEKOTOPBIX BapHaHTaxX peanu3anun
murasy Josiphos comepxxut Josiphos SL-J505-2, Josiphos SL-J013, Josiphos SL-J212, Josiphos SL-JO11, Josi-
phos SL-NO12 unu moOyro ux KoOMOWHANNIO. B HEKOTOPHIX BapHaHTaX peau3alliy OCYIIECTBICHHE KOHTAKTa
MPOMCXOINUT B MPUCYTCTBUU COJM MeTajlla. B HEKOTOPHIX BapHaHTax peajH3alHy COJIb METalljla COICPIKHUT PO-
i, B HEKOTOPBIX BapHaHTaX pealli3alliy COJIb MeTajuta coaepxut poani (I). B HeKoTOphIX BapuaHTaX pea-
3aIM COJIb MeTala coaepkut Tetpadropbopar ouc(HopobopuamueH)poaus (I) (Rh(nbd),BF,). B HexoTopbix
BapHaHTaX PeaM3alliy JIUTAHI MOXKET OBITh ONTHYCCKU O0OTamIeH. B HEKOTOPHIX BapHaHTaX pealiU3alliy JIH-
TaH]{ MOXKET OBITh ONTHYECKH O0OTAIICH Mepel IPUMCHEHUEM B TPOIIECCaX U CIIOCO0aX, OMUCAHHBIX B HACTOSI-
nieM n3o0pereHun. B HEKOTOPBIX BapHaHTaX pean3alii YHAHTHOMEPHBIA N30BITOK JIUTaHAa (HapUMeEp, ONTH-
YECKH 00OTAalICHHOTO JIMTaH/a) COCTABIACT Mo MeHbIel Mepe 50%, mo Menbinei mepe 60%, 0 MEHBIICH Mepe
70%, no mensieit mepe 80%, mo MeHblIeil Mepe 85%, no menblieit Mepe 90%, mo mensuiel mepe 91%, mo
MeHblIel Mepe 92%, no Mensmeil Mepe 93%, no mensmei Mepe 94%, o menble Mepe 95%, Mo MeHblIeH
Mepe 96%, o menbmei Mepe 97%, mo Menseil mepe 98%, mo mensmei Mepe 99%, o menbiel mepe 99.1%,
o MeHbIei Mepe 99.2%, mo mensmmel mepe 99.3%, mo menpme Mepe 99.4%, mo mensmeit mepe 99.5%, mo
MeHbIIe Mepe 99.6%, mo mensIeit mepe 99.7%, mo Mmenbmel mepe 99.8% wmu mo MeHsbIIei Mepe 99.9%.

< e 3 D
CK?QK g@%%b

Josiphos-SL-J505-2 Josiphos-SL-J013 Josiphos-SL-J212

FsC

Qe O

p i p@\(NJA

- d

T (T
<z <

FaC OMe
Josiphos-SL-J011 Josiphos-SL-N012

B HEKOTOPBIX BapHaHTax peaji3aluy MPUBEICHIE B KOHTAKT MPOUCXOINT B IIPUCYTCTBUU PACTBOPUTEIIS.
B HexoTOphIX BapuaHTaxX peanu3ayu pacTBOpuTenb coiepkuT N,N-gumerundopmamun (IMDA), Tpert-
Oyranos, amMerokcudTan (/IMD), ameronutpwn, muxiopmerad ([IXM), terparuapodpypan (TTD),
2-metunrerparuapodypan (ME-TT'®), n30mponuiIoBEIil CIUPT, METAHOJ, ITAHOJ WK JTIO0YI0 X KOMOWHAIIHIO.
B HEKOTOpBIX BapHaHTaxX pealin3aliy PacTBOPHUTENH coaepxuT JIXM. B apyrom acrekTe HacTOSIIETO W300pe-
TEHUSI PACKPBIT CIIOCO0 MOTyYeHHSI COeTUHEHUS Popmysl (14)
Boc

N
H (14),

WIH €TO COJIH, BKITFOYAIOIIUH OCYIIIECTBICHNE KOHTAKTa COCTUHECHUS POopMyIIhI (25)

o] (29),

WJIN €TO COJI C OCHOBAHUEM.

B HEKOTOpPBIX BapHaHTaX pealn3aluyd OCHOBAHUE COJCPKUT THAPOKCHI LIETOYHOrO MeTauia. B Hekoto-
PBIX BapHaHTaX pealli3aliy THAPOKCHJ IIEJTOYHOTO MeTalula MpeacTaBiseT coboi rumpokcun autus (LiOH),
ruapokcua Hatpus (NaOH), runpokcun kamus (KOH), ruapoxcua pyoumus (RbOH) wmu ruapokcun mes3us
(CsOH). B HekoTOpBIX BapHaHTax pealr3aliy THAPOKCH MIETOYHOTO MeTaljla COJACPIKUT THAPOKCHU]T HATPHSL.

B HEKOTOpBIX BapHaHTaX peaM3aliy MPUBEJICHIE B KOHTAKT POUCXOIUT B IPUCYTCTBUH pacTBoputels. B
HEKOTOPBIX BapHaHTax peajn3anuy pacTBopurens coaepkut N,N-mnmeruadopmamun (IM®PA), t-Oyranon, au-
MmetokcraTad (JIM3), aneronurpui, auxiaopmeran (IAXM), terparuapodypan (TI'®), 2-metnnrerparuapodypas
(ME-TT'®), n30mponmIoBbId CIMPT, METAHOJ, 3TAHOJ WM JIIO0YI0 MX KOMOMHAIMIO. B HEKOTOpHIX BapuaHTax
peanu3aniy pacTBOPUTENb COAEPIKHUT 3TAHOJI.
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B JApPYroM acreKTe HaCTOSIIETO I/I306peTeHI/I${ PacKphIT c1ocod MOJIY4YCHHUS COJIN (1)0pMyJ1LI (13)
Boc

N
H

* EtSOzH (13),

BKJTFOYAIOINIUH OCYIIECTBICHNE KOHTAKTa CoeTMHEHHUS popMyIn (14)
Boc

N
H (14),
HITH €T'0 COJIM C KHCIIOTOM.

B HeKoTOpPHIX BapHaHTax pealn3alui KUCIIOTa MPEACTaBsIeT co00i MypaBEHHYIO KHUCIIOTY, YKCYCHYIO KH-
CJIOTY, TIPOITMOHOBYIO KHCJIOTY, MACISTHYIO KHCJIOTY, BAJIEPHAHOBYIO KHCIIOTY, KallpOHOBYIO KHCJIOTY, IIaBeje-
BYIO KHCJIOTY, MOJIOYHYIO KHCJIOTY, SIOJIOYHYIO KHCIIOTY, JUMOHHYIO KHCIOTY, OCH30MHYIO KHCIIOTY, YTOIBHYIO
KHCJIOTY, MOYEBYIO KHCJIOTY, TaypHH, N-TOIXYOJICYIb(POHOBYIO KHCIOTY, TPUPTOPMETAHCYIH()OHOBYIO KHUCIOTY,
amuHOMETHII(HOC(HOHOBYIO KUCIOTY, TpudTopykcycuyto kucioty (TPYK), dochoHoByIO KHCIOTY, CEPHYIO KHU-
CJIOTY, a30THYIO KHCIOTY, (hOc(OpPHYIO KHCIIOTY, XJIOPOBOAOPOJHYIO KHCIIOTY, 3TaHCYJIB(OHOBYIO KHCIOTY
(OCK) nnm mobyro ux KoMOMHAIMI0. B HEKOTOPBIX BapHaHTaxX peau3alliy Kuciora mnpeacrasisier coboit DCK.
B HEKOTOpHIX BapuaHTaX peaiu3alliyd MPUBEACHUEC B KOHTAKT MPOHMCXOIUT B MPUCYTCTBHH PACTBOPHUTEIS. B
HEKOTOPBIX BapHaHTaX pealn3aluy pactBoputens coaepxut N,N-mumerunpopmamun (IMDA), tper-Oyranodn,
JIUMETOKCUATaH (IMD), aleTOHUTPUII, JIUXIIOpMETaH (AXM), TerparuapodypaH (TT D),
2-metunrerparuapodypan (ME-TT'®), n30mponuiIoBEIil CIUPT, METAHOJ, ITAHOJ WK JTIO0YI0 X KOMOWHAIIHIO.
B HEKOTOPHIX BapuaHTaX peaM3aliyi PACTBOPUTENH COACPKHUT alleTOHUTPWI, MeTaHol, JIXM wnim molyro ux
KoMOWHaNM0. B HEKOTOPHIX BapHaHTaX pealn3alluil PACTBOPUTENh COACPKUT allEeTOHUTPHII M METaHOJL.

B HexoTOphIX BapuaHTax peaqu3allid COOTHOIICHHE METAHOJIA K alleTOHUTPUIY B PACTBOPHTENE COCTAB-
nsiet mpuMepHo oT 0.1 10 99% (06./06.). Hanpumep, oTHOIEHNE MeTaHONA K alleTOHUTPHIY (00./00.) cocTaBis-
et npumepHo 0.1-1%, npumepno 0.1-5%, npumepno 0.1-10%, npumepno 0.1-20%, npumepno 0.5-1%, npumep-
HO 0.5-5%, mpumepno 0.5-10%, npumepno 0.5-20%, npumepno 1-5%, npumepno 1-10%, npumepno 1-20%,
npumepHo 5-10%, mpumepno 5-20%, npumepHo 10-20%, npumepno 10-30%, npumepno 20-30%, mpumepHO
20-40%, npumepHo 30-40%, npumepHo 30-50%, mpumepno 40-50%, npumepno 40-60%, npumepno 50-60%,
npumepHo 50-70%, npumepno 60-70%, npumepHo 60-80%, npumepno 70-80%, npumepuo 70-90%, npumepHo
80-90%, nmpumepno 80-95%, npumepno 90-95%, npumepHo 90-99% unu npumepno 95-99%. B HexoTOpBIX Ba-
pHaHTaxX pearu3alyy OTHOIICHHE METaHOoa K alleTOHUTPHIY (006./00.) coctaBiser mpumepHo 1-50%.

B HekoTOphIX BapuaHTax peaju3allil PacTBOPUTENb COAepXUT aneToHuTpua u JXM. Hampumep, coot-
Homenne JIXM k ameronutpmiy (00./06.) cocraBmser mpumepHo 0.1-1%, mpumepno 0.1-5%, mpumepHO
0.1-10%, mpumepno 0.1-20%, npumepro 0.5-1%, npumepro 0.5-5%, nmpumepro 0.5-10%, npumepro 0.5-20%,
npumepHo 1-5%, mpumepro 1-10%, npumepHo 1-20%, npumepHo 5-10%, mpumepro 5-20%, mpumepHo 10-20%,
npumepHo 10-30%, npumepno 20-30%, npumepHo 20-40%, npumepno 30-40%, npumepro 30-50%, npumepHo
40-50%, npumepHo 40-60%, npumepHo 50-60%, nmpumepno 50-70%, npumepno 60-70%, npumepno 60-80%,
npumepHo 70-80%, npumepno 70-90%, npumepHo 80-90%, npumepno 80-95%, npumepro 90-95%, npumepHo
90-99% unu npumepHo 95-99%. B HekoTOpBIX BapHaHTax peanusanuu cooTHomeHue XM Kk alleTOHUTPUILY
(00./00.) coctaBmsiet mpumepHo 1-50%.

B HEKOTOpHIX BapHaHTaX PeaTU3alMy YSHAHTHOMEPHBINA OCTaTOK coeanHeHus hopmysl (14)

Boc
/

N
HoN S
A0

WIN €T0 COJIM U CoeTUHEHHsT PopMyIbl (27)
Boc

HzN‘@EO (27)

WIH €r0 COJH COCTaBIIsET 10 MeHbmer mepe 50%, mo meHbineit Mmepe 60%, mo meHsmeit mepe 70%, mo
Menbeil Mmepe 80%, mo Menpmei Mepe 85%, mo menpmei Mepe 90%, o menbmei Mepe 91%, mo MeHbIIEH
Mmepe 92%, o mensmeit Mmepe 93%, mo meHsIel Mepe 94%, mo Menbmel Mepe 95%, mo MeHbIeH Mepe 96%,
1o MeHeIIe mepe 97%, mo meneiel mepe 98%, mo mMenemIel Mmepe 99%, no mensimen mepe 99.1%, mo MeHs-
meit mepe 99.2%, no menbieit mepe 99.3%, no menbeit Mepe 99.4%, o menbieit Mepe 99.5%, o MeHbILEH
Mepe 99.6%, no MeHsb1elt Mepe 99.7%, o mensmiel Mepe 99.8% unu no mMenseit Mepe 99.9%.
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B npyrom acriexte HacTosIIero n300peTeHUs PaCKPHIT CII0CO0 MOTyYeHns coequHeHHsT popmyisl (21)

OTs (21)’
HIIH €T0 COJIH, BKIIOYAIONIUHA OKUCICHUES COSIUHECHUS (bopMyJILI (28)
I?oc
N

o

WJIH €T0 COJIU C TIOJYyYCHUEM coeTnHeHUS (hopMyIsl (29)
Elioc

)
0(29),
WJIN €T0 COJIH,; U

OCYIIECTBIICHUEC KOHTAKTa COCAUHCHHS (GOPMYIHI (29) WK €ro COJH, ¢ N-TOXYOJCYIb(OHOBEIM aHTHIPHU-
JIOM.

B HEKOTOpBIX BapuaHTaX peaM3alydd OKUCICHHE MPOUCXOJUT B MPUCYTCTBHH OKHUCIISAIONIETO arcHTa. B
HEKOTOPBIX BapHaHTaX pPealu3alliyd OKUCICHUE IPOUCXOANT B MPUCYTCTBHU 2,2,6,6-TpeTpaMeTHIIHIICPUINH- | -
okcuia (TEMPO).

B HEKOTOPHIX BapHaHTaX peai3alii OKUCICHHE WIH OCYIIECTBICHUE KOHTAKTa IIPOUCXOJUT B MIPUCYTCT-
BUU PAcTBOpHUTEIL. B HEKOTOPHIX BapHMaHTaX peaji3alli PacTBOPUTENs comepXuT N,N-guMeruadopmMamun
(IM®A), tper-Oyranos, mauMmerokcudTan ([IAMD), aneronuTpwi, muxiopmeran (JIXM), terparuapodypaH
(TT®), 2-metunrerparuapodypan (ME-TT'®), u30mponmuaoBsii CIUPT, METAHOJ, dTAHOJ HIIU JIFOOYIO UX KOM-
OuHanmro. B HEKOTOPHIX BapHaHTax pean3allii pacTBOPUTENH coaepkuT JIXM.

B HEKOTOpBIX BapHaHTax peaau3alliil OKHCICHUE COeAMHEHUS (OpMYITHI (28)

I?oc
N

e,

WIH €r0 COJIU MPOUCXOAUT B MPHUCYTCTBUU OMKapOOHATa HATPUs, OpoMEIa Kaius, Cyab(UTa HATPUS WU
m000# MX KoMOWHAIMK. B HEKOTOPBIX BapHaHTax pea3alliy OCYIICCTBICHAC KOHTaKTa COCTUHEHUS (Gopmy-
7l (29) WM ero CoJM MPOWCXOAUT B MPHUCYTCTBUHU TpuMmeTmwiamuHa (TDA), BOABI, N30MPOMUIOBOTO CIHAPTA,
asujia HaTPHs WK JTI000H MX KOMOWHAITIH.

B HEKOTOpHIX BapruaHTaX peaM3aliy OCYIIECTBICHHE KOHTAaKTa CoenHEHUsS (hopMyIbl (29) Wiu ero conu
MIPUBOUT K TIOJTYUEHUIO CMECH COeMHEHUS (opMyIbl (21)

I?oc
N
L
OTs (21)

u coequHEHHs popMyIsl (22)

I?oc

N
(L
oT

s (22).
B apyrom acriexTte HaCTOSIIEr0 H300pETEHUS PacKpbITa KOMIO3uIus Gopmyisl (30)
R3 R; R4
H
\
N
R3 Rs (30),

WIIH €TO COJIb,

rae Kakaeld R He3aBucuMo mpecTaBiseT codoil H nimm aMHHO3aITUTHYIO TPYIIILY; U

Kaxapid R3 He3aBucumo npeacrasisieT codoii H, ranoren, C. g ankwmi, C;.jo TATIOTEHAIKWIT WA apuIL.

B HexoTOpBIX BapHaHTax peann3alny KaKabli Ry He3aBHCHMO MpesicTaBisieT co00i aMHHO3AIUTHYIO TPYIIITY.
B HexoTOpBIX BapWaHTax peajM3alli aMHHO3ALIWTHAs TPYMNa IpENCTaBIsieT cO00H TpeT-OyTHIIOKCHKapOOHMIT
(Boc), 9-¢myopernmerniokcukapborm (Fmoc), kapbokcnbensmibHyto rpynimy (Cbz), n-MeToKCHOSH3UIKapOOHHUIT
(Moz), auerun (Ac), 6erzoun (Bz), n-merokcubensmn (PMB), 3,4-mumetokcubensmwn (DMPM), n-mMeTokcudenun
(PMP), 2-nadrunmernnossiii a¢up (Nap), To3un (Ts) umu tpuxnopatuiaxiopodopmuar (Troc). B HekoTopsIx
BapHaHTaX peajH3alliyl aMHHO3AIIUTHAS IPYIIa MPEICTABIAET COO0H TpeT-OyTHIOKCHKApOOHMIBHYIO TPYIITY
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(Boc) nin 6enzonn (Bz). B HexoTOphIX BapraHTax peanu3anuu Kaxkaslid R; npencrasisier coboit H.
B npyrom acriexte packpbita Komrnosunus Gpopmysst (31) wmu (32)

: i
N N
R
R3 R3 X
R1 \N R1\ R
H H :
Rs (3D, R (32),

WJIH €TO0 COJIb,

e Kakaeld R He3aBucHMO mpecTaBiseT codoid H nimm aMHHO3AIUTHYIO TPYIIITY; U

Kaxap1id R3 He3aBucumo npeactasisieT codoit H, ranoren, C. g ankmi, C;.jo TATIOTEHAIKIIT WA apull.

B HEeKOTOPHIX BapuaHTax peayn3alii KaXIelid R; He3aBUCUMO MpeCcTaBiseT co00i aMHHO3AIMUTHYIO TPYTI-
my. B HeKOTOpBIX BapHaHTax peann3anyy aMUHO3ALIUTHAS TPYIIIA MPEICTaBISIET co00i TpeT-0yTHITIOKCHKapOOHHI
(Boc), 9-¢myopernmerninokcukapborm (Fmoc), kapbokcnbensmibHyto rpynimy (Cbz), n-MeToKCHOSH3UIKapOOHIIT
(Moz), auerun (Ac), 6erzoun (Bz), n-merokcubensmn (PMB), 3,4-mumetokcubensmwt (DMPM), n-mMeToxkcudenun
(PMP), 2-nadrunmernnossiii a¢up (Nap), To3un (Ts) umu tpuxnopatuiaxiopodopmuar (Troc). B HekoTophIx
BapUaHTax pealu3alii aMHHO3AIINTHAS TPYIIa MpeacTaBisieT co00l TPeT-0yTHIOKCHKapOOHMIIBHYIO TPITYIIITY
(Boc) nin 6enzonn (Bz). B HexoTOphIX BapraHTax peanu3anuu Kaxkaelid R; npencrasisier coboit H.

B HEKOTOpBIX BapHaHTax peaau3alluil COSANHEHHUE UK €T0 COJIb UMEET CTPYKTYPY hopmyisl (20)

JBoc
DA
o

(20)
ni popmysr (26)

Boc
i N
[j\ AN < > <\ )
o) (26).

B HEKOTOpBIX BapHaHTaX peanu3allii COCTUHCHUE WM €r0 COJIb UMEET CTPYKTYPY popmyier (20). B He-

KOTOPBIX BapHaHTaX pean3alliy COSTMHEHUE WIIA €T0 COJIb UMEET CTPYKTYPY dopMyisl (20).
BxioueHue mocpeacTBOM CChLIKH

Bce myOnukanum, maTeHTHI, 3asBKU Ha TATEHT, YIIOMSHYTHIE B HACTOSIIEM H300pPETEHUH, BKJIIOYCHEI B He-
TO TIOCPE/ICTBOM CCBIJIKM B TOW K€ CTEICHH, KaK ecIi ObI JJIs KaXKI0H IMyOJIrKannuy, TaTeHTa, 3agBKH Ha ITaTeHT
OBLIO OTIENBHO YKa3aHO, YTO 3TOT TOKYMEHT BKIIIOYEH IOCPEICTBOM CCHIIKH.

Kpartkoe onucanue yepre:keii

HoBrle npu3Haky H300peTeHUs MOAPOOHO MPEICTABICHEI B IIpHiIararmiieiics hbopmyne uzodperenus. [Ipu-
3HAKH ¥ TPEUMYIIECTBA HACTOSIIETO N300PETEHUS MOXKHO JTyYIlle MTOHATH, OOPATUBIIKCE K CICAYIOMIEMY Hajice
pasneny "IlogpoOHoe omucanue", B KOTOPOM ONHCAHBI MIUTFOCTPATHUBHBIC TPUMEPBI PEaHM3allid, B KOTOPBIX
TMPUMEHSFOTCS TIPUHITUITEI HACTOSIIETO U300PETEHHUS, U COMYTCTBYIOIINM YepPTEkKaM, TIC

Ha ¢ur. 1 MokazaH CHHTE3 COeAMHEHUs MeTIII-3-popMuII-2-HUTpoOeH30aTa (anbaeruaa A);

Ha ¢ur. 2 mokazan cuHTe3 coequHeHus (S)-4-(1-(TpeT-0yToOKCUKapOOHWIT) TUTIEPUINH-3 -HIT)OCH30JIAMUHUS
srancynbponara (comu anmmuHa ¢ DCK);

Ha ¢ur. 3 MOKa3aH CHHTE3 COCNMHEHUS HUpanapuba To3uiIaTa MOHOTHIPATA.

IMMoapo6Hoe onucanne 300peTeHnst

B HacTosimem m300peTeHHMH W Tpuiararomieiicss Gopmyne n3odOpereHuss GOpMBI €AMHCTBEHHOTO YHCIIA
BKITIOUAIOT 0003HavYaeMble 0ObEKTH BO MHOXKECTBEHHOM 4wciie. TakuM oOpa3oM, HalmpuMep, yKazaHue '"coeman-
HEHHA" BKJIFOYACT MHOXKECTBO TaKHX arcHTOB, a yKa3aHue "cou'" BKITFOYACT YKa3aHUE Ha OJTHY WK OoJiee coei
(WM Ha MHOKECTBO COJICH) M MX YKBUBAJICHTHI, H3BECTHHIC CIICIIMATIICTAM B TAHHOM oOyacTh, u Tak fpanee. Ko-
I/1a B HACTOSIIEM H300pPETCHUM WCIOJB3YIOTCS JMANA30HBI (PU3UUCCKUX CBOMCTB, TAKUX KaK MOJICKYJSIpPHAS
Macca, Wi XUMUYECKAX CBOWCTB, TAKUX KaK XUMHYCCKUE (OPMYITBI, MPEAIOIATaeTCs, YTO OHU BKJIFOYAIOT BCE
KOMOWHAIIMK U TIOJKOMOMHAIIMN COOTBETCTBYIOIIMX JUATIA30HOB M KOHKPETHBIX BapUAHTOB peanu3anuu. Tep-
MuH "mpuMepHO" (IPUOTU3UTEIHHO) MPUMEHUTEIBHO K YUCIY WIA YHCIOBOMY TUAITa30HY O3HAYAET, 4TO 000-
3HaYaeMoe YHUCIIO WIIM YHCIOBOW IHMAINa3oH IPEJCTaBISAeT cOOOH ammpOKCHMAIIMIO B IpeAeiax 3KCIIepUMeH-
TaJbHOW BapuaOenbHOCTH (FUTH B MIpeesiaX CTaTHCTUIECKOH IMOTPEITHOCTH SKCIIEPHUMEHTE), U, COOTBETCTBEHHO,
yKa3aHHOE YHCIIO MJIM YHACIOBOM IHAIa30H MOTYT BapbHpOBATh B mpenenax Mexay 1 u 15% orHocuTensHO yKa-
3aHHOTO YHWCJIa WM YUCIIOBOTO AMana3oHa. TepMuH "Brimodaroniuit" (comepkaiuii) (1 poICTBEHHBIC TEPMUHBI,
Takue Kak "BKIoYaTh" (comepkarh) win "BKirodaeT", WM "uMeromuit", win "comepikamuii') He peagHa3Hade-
HBI JJIS1 KCKITFOYCHUS TOTO, YTO B HEKOTOPBIX JPYTUX BapHaHTaX pealn3alldy, HAIPUMEp B BapHUAHTE pean3a-
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UM TFOOOTO BEIECTBA, CIIOCO0a WIH MPOIecce, HITH T.I1., OMMMCAHHOTO 31eCh, OHU MOTYT "cOCTOATh u3" wim "co-
CTOSITB 10 CYIIECTBY M3" ONMHCAHHBIX ITPU3HAKOB.

[Ipu ucronp30BaHMN B ONMUCAHWU U MpHJIAraromeincs hopmyie u300peTeHus, ecian He YKa3aHo MHOe, Clie-
IYIOIEe TEPMUHBI IMEIOT 3HaUYEHHUE, IpUBecHHOE HIbKe. COCIMHEHNS, PACKPBITHIE B HACTOSIIEM N300pETeHUH,
MOTYT CO/IepKaTh OJUH WK OoJiee aCHMMETPUYIHBIX IIEHTPOB, U, COOTBETCTBEHHO, MOTYT JaBaTh Ha4daJlo YHAH-
THOMEpaM, AUACTEPEOMEpaMu U IPYTHM CTEPEON30MEPHBIM (hopMaM, KOTOPBIE MOTYT OBITh OIPEIEIICHEI, B TEp-
MUHaX abcoNOTHON cTepeoxumui, kak (R)- wm (S)-. Eciin He ykazaHo MHOE, MPEAIOoIaraeTcs, YT0 PaCKphITHE
MpeayCMaTPUBAET BCE CTEPEON30MEPHBIC (POPMBI COSIMHEHHUH, PACKPBITHIX B HACTOSIIIEM M300PETCHUN PACKPHI-
Thl. ECitit coeanHenue, onmucanHoe B HACTOSIIEM H300pETCHNH, COACPIKHUT ABOMHBIC aJKCHOBBIC CBSI3H, U €CITH HE
yKa3aHO MHOE, MOApa3yMeBaeTCs, YTO 3TO PACKPHITHE BKIIOYAeT Kak E-, Tak W Z- reoMeTpu4ecKre M30Mephl
(HanpuMep, IMC- WIN TPaHC-). AHAJIOTHYHBIM 00pa3oM, MPEIIoIaracTcsl, 4YTo TaKKe BKIIIOYEHBI BCE BO3MOKHBIC
M30MEPHI, a TAKKe UX PALlEMUYECKUE M ONTHYECKH YHUCThIe POpMBI, U BCe TayToMepHble (opMbL. Tepmun "reo-
METPHYECKUI N30Mep OTHOCHUTCS K E- Mim Z-reoMeTpudeckuM H3oMepaM (Harpumep, I¥c- WIA TPaHC-) IBOH-
HOM ajKeHOBOW CBsA3H. TepMHH "TIO3ULMOHHBIA M30MEP" OTHOCUTCA K CTPYKTYPHBIM H30MEpaM BOKPYT LIEH-
TPaJIBLHOTO KOJIBIIA, TAKIM KaK OpTO-, METa- ¥ Mapa- H30MePHI MOJIOKEHHS ¢ OEH30I5HOM KOJIBIIE.

"DHaHTHOMEPHBIN M30BITOK (€€, 3. U.)" OTHOCHUTCS K CTEIIEHH, B KOTOPOH 00pasell CONEep KUT ONUH dHAH-
THOMEp B OOJIBIIIEM KOJIMYECTBE, YeM Apyrod. Hampumep, panemudeckas CMeCh HMEET IHAHTHOMEPHBIA M30bI-
ToK 0%, a 3. M. €QMHCTBEHHOTO MOJHOCTBIO YHCTOTO 3HaHTHOMepa cocTaBisieT 100%. B npyrom nmpumepe >naH-
THOMEPHBIA H30BITOK 00pasmna, cogepxamniero 70% omgaoro snanTrOMepa 1 30% Apyroro sHaHTHOMEpA, COCTAB-
mset 40% (70-30%). Hanmpumep, B cirydasix KorJa MPUCYTCTBYIOT JBa SHAHTHOMEpA W MX IPOLEHTHEIC JOJH B
MOJISIX WJIM TI0 Macce COCTaBISIOT R U S, TO 3. M. MOXHO paccuUTaTh CIEAYIONIMM 00pa3oM:

3. n.=[(R-S)/(R+S)]x100%

Hanpuwmep, 5. u. panemudeckoit cmecu (R=S=50%) cocraBusier 0%, a 3. H. OJHOCTBIO YUCTOTO SHAHTHO-
mepa coctaisier 100%. B npyrom mpumepe 5. u. obpasia, conepskamero 70% oxHoro snantuomepa u 30%
npyroro, cocrasisieT 40% (70-30%). B HeKOTOpBIX BapHaHTax pealn3aunuy SHAHTHOMEPHBIH N30BITOK YHAHTHO-
MEpOB, PAaCKPBITHIX B HACTOSIIIIEM M300PETEHHH, COCTABISET O MeHbIer Mepe 50%, o Mens1eit Mepe 60%, 1Mo
MeHblIei mepe 70%, mo menbielt Mepe 80%, mo MeHsbliei Mepe 85%, mo menbluelt Mmepe 90%, Mo MeHbILEH
Mmepe 91%, mo mensmeit Mepe 92%, no meHsIel Mmepe 93%, mo mMenbmel Mepe 94%, mo meHbIeH Mepe 95%,
1o MeHsInei mepe 96%, mo meHsIel Mepe 97%, mo Menbmer Mepe 98%, mo MeHbIeit Mmepe 99%, Mo MeHbIIeH
Mepe 99.1%, mo menseit mepe 99.2%, o menspmeit mepe 99.3%, o Menbmiei Mepe 99.4%, Mo MeHbIIEH Mepe
99.5%, mo mensmeit Mmepe 99.6%, mo menbmei Mepe 99.7%, mo Mensiei Mepe 99.8% wau Mo MeHBIICH Mepe
99.9%.

"AMHHO" OTHOCHUTCS K pamukainy -NHo.

"Ankun" OTHOCUTCS K paAMKaly C JIMHEWHOW MM Pa3BETBICHHOH yTrIeBOAOPOAHON LENbIO, COCTOSIEMY
MCKITIOUYNTEIHHO U3 aTOMOB YyIJIepoJa M BOIOPOJA, HE COJEepIKaIlleMy HEHAaChIIIEHHOCTH, COJlepiKalieMy OT OJ-
HOTO JIO MATHAIATA aTOMOB yrieposa (Hampumep, Ci_js amkmiy). B HEKOTOPBIX BapHaHTaX peain3alidy gkl
COJIEP’KUT OT OJHOTO J0 TPHHAALATH aTOMOB yriiepona (Hamnpumep, C;.; ajkun). B HekoTopbIx BapnaHTax pea-
JIM3aLIH AJIKWIT COJEPKUT OT OJTHOTO JI0 AECSTH aTOMOB yriepoza (Hanpumep, Cy. o ajxwi). B HekoTopsIX Bapu-
aHTax pealn3aliy alKuiI COAEPKUT OT OJHOTO IO BOCBMH aTOMOB yriiepoaa (Hampumep, C,g ankwmn). B apyrux
BapHaHTaX pPeai3aluy aJKWI COACPKUT OT OAHOTO A0 IISTH aTOMOB yriepona (Hampumep, C,_s ankmwi). B apy-
THX BapHaHTaX peajH3alldy aJKII COICPKHUT OT OJHOTO JIO YETHIPEX aTOMOB yriepona (Hampumep, Ci_4 ankwi).
B mpyrux BapuaHTax peann3aniyl aJKWI COACPKHUT OT OTHOTO TPEX aTOMOB yriiepoaa (Hampumep, C,_; ankwn). B
JIPYTHUX BapHaHTaX peaM3alliy aJKUII CONEPXKUT OT OJHOTO J0 JBYX aTOMOB yriepona (Hampumep, Ci, ankum).
B npyrux BapmaHTax peajm3alyy aJKWI COACPKUT OAWH aToM yriiepoaa (Hanpumep, C, amkmn). B apyrux Ba-
pHaHTaX peau3alliy aTKUI COJACPKHUT OT MATH JO MATHAILATH aTOMOB yriepona (Hampumep, Cs.is ankumn). B
JPYTUX BapUaHTaX Peai3alliy aTKII COICPIKUT OT IISATH JI0 IECSITH aTOMOB yriepona (Hampumep, Cs.jo aIKiI).
B npyrux BapuaHTax pearn3aliy aKWI COJACPIKUT OT IISATH IO BOCBMHU aTOMOB yriepoza (Hampumep, Cs.g alIKu).
B npyrux BapuaHTax peaau3alyy alKuil COACPKUT OT IBYX JO MATH aTOMOB yrieposa (Hampumep, Cy s aKui).
B npyrux BapuaHTax peanu3aliy ajdKHI COICPIKHUT OT TPEX JO MATH aTOMOB yriepoja (Hampumep, Cs.s alKi).
B mpyrux BapuaHTax peajHM3alyd ANKWIbHAs TPYIa BHIOpaHa W3 METWJA, dTHIA, |-mpommia (N-Mpommia),
I-MetmmaTHIA (M30-TIporMia), 1-Oytmia (n-Oytmia), 1-metwnmponuna (cex-OyTwia), 2-MeTHIIponia (u30-
Oyruna), 1,1-mumernimaTuna (TpeT-0yTtrina), 1-neatuna (n-neHTmia). AJIKAI IPUCOSANHEH K 0CTaTbHOE MOJIEKY-
Jie OAMHApHOU cBs3bI0. EciiM He yka3aHO WHOE, B YaCTHOCTH, B ONFCAHUH, AJKIIbHAS TPyIIa HE0OS3aTeIBHO
3aMeIlIeHa OJHUM MK OoJiee U3 CIICAYIOIMNX 3aMECTUTENICH: rallo, IaHo, HUTPO, OKCO, THOKCO, IMUHO, OKCHMO,
tpumeTwiacwianwi, -OR?, -SR?, -OC(0O)-R?, -N(R?),, -C(O)R?, -C(O)OR?, -C(O)N(R?),, -N(R*C(O)OR?, -OC(O)-
N(R?,, -N(R*)C(O)R?, -N(R")S(O)R? (rzme t npencrasmsier coboit 1 umm 2), -S(0)OR” (rae t nmpexacrasiser co-
6oit 1 wmu 2), -S(O)R? (rme t npexncrasisier coboit 1 umm 2) u -S(O)N(R™), (rze t npeacrassieT coboit 1 wmm 2),
rae Kaxaslii R HesaBucHMO mpejcTaBisieT co0oi BOIOPOJ, alkuil (HEOOS3aTeNbHO COJEpIKAlInii B KauecTBe
3aMECTUTENS TalloTeH, THAPOKCH, METOKCH MIM TpudTopMeTHi), (GTOpaikui, KapOonukimmi (HeoOs3aTeIbHO
COJIepIKaIlli B KAaUeCTBE 3aMECTHTEIISI TAJIIOTECH, THAPOKCH, METOKCH M TPU(PTOPMETHIT), KapOOLMKIIMIIAIKAI
(HeoOs13aTeNIbHO COAEpIKaIMH B KAUECTBE 3aMECTHUTEIS I'aJoreH, THAPOKCH, METOKCH MM TPU(PTOPMETHII), apuil
(HEOOs3aTeIHPHO COMEpIKAIUN B KadecTBE 3aMECTHTENS TalloTeH, THAPOKCH, METOKCH WIH TPU(TOPMETHI),
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apankui (HeoOs3aTeIbHO CONCPIKAINUI B KAUECTBE 3aMECTUTENS TaJIOTCH, THAPOKCH, METOKCH HIIH TPUPTOpPME-
THIT), TETEPOLUKIII (HEO00A3aTEIILHO COMEPIKAIIUI B KAUECTBE 3aMECTHTENS TaJIOTeH, THAPOKCH, METOKCH WIIH
TPUPTOPMETHIT), TETEPOITUKIMITATKHAI (HEOO0M3aTENbHO CONMEPIKATNil B KaUeCTBE 3aMECTUTEIS TaJOTeH, THAPO-
KCH, METOKCH HJITH TPU(PTOPMETHIT), TeTepOoapmil (HE0OS3aTEIHHO COMIEPIKAINI B KAUeCTBE 3aMECTUTEIIS TAIOTEH,
TUAPOKCH, METOKCH WIIM TPUPTOPMETHIT) WIH TETEPOAPIANKIIT (He0Os3aTeIbHO COJIEPIKAIINi B KauecTBe 3a-
MECTHTEJIS TaJOTeH, THAPOKCH, METOKCH WA TPU(PTOPMETILI).

"Apwr" OTHOCHUTCS K paguKay, MPOU3BOJHOMY OT apOMATHUECKON MOHOIIMKITMYECKOHN VI TTOJTUIIAKITAIC-
CKOM CHCTEMBI yTJIEBOJOPOIHBIX KOJIEI, B PE3yJIbTaTe YAAJICHHUS aTOMa BOIOPOAA OT aToMa YIiepoJa B KOJbIIE.
ApomaTryeckasi MOHOIMKIMYECKAs WK MOJUITUKINYCCKAs CHCTEMAa YTIICBOJOPOIHBIX KOJICIl COACPIKUT TOIBKO
BOJIOPOJI U YTIEPOI, OT MATH O BOCEMHAJIIATH aTOMOB yIJIepoJa, MPHYEM MO0 MEHBIIICH Mepe OJJHO U3 KOJEIl B
CUCTEME KOJICI[ SBILICTCS MOJHOCTHIO HEHACHIIICHHBIM, T.€. OHO COJCPKHUT IUKIMYCCKYIO JICIOKAIN30BAaHHYIO
cuctemy (4n+2) T-3JEKTPOHOB B COOTBETCTBUU C TeopHrer Xrokkelss. CHCTEMBI KOJIEI, IPOU3BOIHBIMU KOTOPBIX
SIBIISTIOTCSI apUIIBHBIC TPYIIITBI, BKIFOYAIOT CICIYIONIUE, HO HE OTPAaHHYMBAIOTCS UMU: TaKHE TPYIIBI KaKk OCH307,
(dayopeH, WHAAH, UH]ICH, TeTPaIUH U HaQTanuH. Ecu He yka3aHO MHOE, B YaCTHOCTH, B ONMCAHHU, TIOJpa3yMe-
Baercsi, 4to TepMuH "apun" win npepukc "ap-" (kak B cioBe "apaskuia') BKIIOYAIOT apHIIbHBIE PaanuKalbl, He-
00s13aTeNTbHO 3aMEIICHHBIC OJHUM WM OOJIBIIMM KOJIMYECTBOM 3aMeCTUTeNeH, Heo0s3aTebHO BEIOPAHHBIX U3
aNKWia, aJKeHIIa, aJKUHIIA, TaTOeHa, (GTOpaJKWIa, IIHaHo, HUTPO, HeoOA3aTeNbHO 3aMEIICHHOTO apuiia, He-
00s13aTeNFHO 3aMEIIEHHOT0 apajKuiia, Heo0s3aTeIbHO 3aMEIICHHOTO apajJKeHMIa, He00sM3aTeIFHO 3aMeIIeHHOTO
apaJKIHWIA, He00A3aTeNFHO 3aMEIICHHOTO KapOOIMKIIIIA, He00S3aTeIFHO 3aMEIIEHHOTO KapOOIMKIINITaIKIIIA,
HEeoO0s3aTeIbHO 3aMEIIEHHOTO TeTePONUKIIIIIA, He00S3aTeIbHO 3aMEIIEHHOTO TeTepOIMKIMIAIKIIIA, Heo0s3a-
TEIBHO 3aMEIICHHOTO TeTePOapHIIa, HeoOsI3aTeNbHO 3aMEIEHHOT0 retepoapmiankui, -R™-OR?, -R°-0C(0)-R?,
-R*-0C(0)-0OR?, -R-OC(0)-N(R?),, -R™-N(R?),, -R*-C(O)R?, -R*-C(O)OR?, -R*-C(O)N(R?),, -R*-O-R*-C(O)N(R?),,
-R°-N(R*C(0)OR?, -R*-N(R*C(O)R?, -R*-N(R*)S(O)R* (rze t npeacrasisier codoii 1 wmm 2), -R™-S(0)R? (rze t
npezcrasaser coGoit 1 mmm 2), -R°-S(0)OR* (rze t mpexacrasisier coboit 1 mwm 2) u -R°-S(O)N(R?), (rze t
npezcTaBisieT coboi | mmm 2), rae xaxaeiii R He3aBucHMO mpescTaBisieT co0oi BOOpon, ankmi (HeoOs3a-
TEJNBHO COJICPIKAIIUN B KAYeCTBE 3aMECTUTEIS TANIOTCH, TUAPOKCH, METOKCH HIIH TPH(TOPMETIII), (TOPAITKHI,
UKJIOANKIT (HE00sA3aTeIbHO COACPIKAIIMKA B KAYeCTBE 3aMECTHUTENS TalOTeH, THIPOKCU, METOKCH WU TpH(D-
TOPMETHI), IIUKIOATKIIIAIKIII (HE00A3aTeIFHO CONCP KA B KAUeCTBE 3aMECTUTENS TAJIOTeH, THAPOKCH, Me-
TOKCH WU TpuTOpMeTHN), apri (HE0OA3aTEIbHO COAEpKAINUN B Ka4yeCTBE 3aMECTHUTENS TalloTeH, THIPOKCH,
METOKCH WJIA TPUPTOPMETIIT), apajKuil (HeoOs3aTeIbHO COAEpIKAIINA B KAYeCTBE 3aMECTHUTEIS TaJIOTeH, THIPO-
KCH, METOKCH WJIH TPUPTOPMETHIT), TETEPOITUKIII (HE00S3aTeTHHO COACPKAIMUN B KA4eCTBE 3aMECTUTEIS Tajlo-
TeH, THIPOKCH, METOKCH WU TPUPTOPMETIII), TETEPOUUKIMIAIKII (HE003aTeILHO COJIEPKAIN B Ka4eCTBE
3aMECTHTENS TAJIOTEH, THAPOKCH, METOKCH WM TPUPTOPMETHI), reTepoapui (Heo0sA3aTeIbHO COMEpKaIIiid B
Ka4yeCTBE 3aMECTHUTENSI TaJOTeH, THAPOKCH, METOKCH WIIH TPUPTOPMETHII) WIIA TeTepOapIIIaKii (HeoO0s3aTenb-
HO COJIEPIKAIIHii B KAYECTBE 3aMECTUTEISl TAJIOTeH, THIAPOKCH, METOKCH WM TPU(TOpMETHI), Kaxubiii R Hesa-
BHUCUMO MPEJCTABISICT COOO0M MPSMYIO CBS3b FUIU JIMHCHHYIO WK Pa3BETBICHHYIO ANKIJICHOBYIO MITH aJIKCHHUIIC-
HOBYIO Ilerb M R° mpeacTaBiser co0OM JIMHEHHYIO WM Pa3sBETBICHHYIO aJKHICHOBYIO WIIH ANKCHUICHOBYIO
eTIb, ¥ T/Ie KaX/IbIi U3 YKa3aHHBIX BEIIIC 3aMECTUTEIICH, €CIIM HE YKa3aHO 00paTHOE, SBISCTCS HE3aMCIICHHBIM.

"ANKEeHUT" OTHOCHUTCS K TPYIIIe-paguKaly ¢ JMHSHHON MM Pa3BETBICHHON YTJIEBOJAOPOIHON IIETIBIO, CO-
CTOSIIIIEN HUCKIIOYUTEIBHO M3 aTOMOB YIJIEpoJa W BOJOPOJA, COJEpkalleil Mo MEHbIIe Mepe OJIHY IBOMHYIO
YTIAEPO-YIICPOIHYIO CBSI3b, M COAEPIKAIIEeH OT ABYX O ABCHAANATH aTOMOB yriepoja. B HEKOTOPHIX BapuaH-
Tax peayu3aliy aJKeHWI COACP)KUT OT ABYX IO BOCBMH aTOMOB yriiepona. B Ipyrux BapmaHTax peann3aiiiu
AIKEHWI COAEPIKUT OT IBYX JI0 YETHIPEX aTOMOB YIiieposa. AKEHII IPUCOCINHEH K OCTAIBHOW MOJIEKYIE OOH-
HapHOH CBS3bIO, HATIPUMEP, dTEHWI (T.€. BUHIJI), MPOTI-1-eHun (T.e. ayumi), OyT-1-eHwmI, neHT-1-eHmI, eHTa-
1,4-nuenun u T.. Ecnu He yka3aHO WHOE, B YaCTHOCTH, B OMUCAHWH, ATKCHUIIbHAS TPYIIa HEOOSI3aTeIBHO 3aMe-
IICHA OJHUM WITHA OOJIBIIINM YHCIIOM CIICTYFOIINX 3aMECTUTEIICH: Tal0, UaHO, HUTPO, OKCO, THOKCO, HIMUHO, OKCH-
Mo, TpumeTmicuianwi, -OR? -SR? -OC(0)-R?, -N(R"),, -C(O)R", -C(O)OR?, -C(O)N(R"),, -N(R*)C(O)OR?,
-OC(0)-N(R%),, -N(R*)C(O)R?, -N(RY)S(O)R" (rme t mpencrasnser coboit 1 wm 2), -S(0),OR" (e t mpeacTas-
aseT coboii 1 mmu 2), -S(O)R” (rae t nmpencrasnser coboit 1 mwim 2) u -S(O)N(R"), (rae t mpeacrasnser coboi 1
win 2), e Kakasiil R* He3aBUCHMO TpencTaBiaseT co0oi BOIOPOI, KWl (HEOOA3aTEIBHO COMEPKALINI B Ka-
YECTBE 3aMECTHTENS TaJOTeH, THIPOKCH, METOKCH WIH TPUPTOpMETHI), propamkui, kapOoouukmmn (HeoOs3a-
TEJBHO COZEPKAIINKA B KAYECTBE 3aMECTHTEIS TaloTeH, THAPOKCH, METOKCH MM TPU(PTOPMETHIT), KapOOITNKITH-
JanKuI (HeoOs3aTeIbHO COAEP AN B KaUeCTBE 3aMECTUTENS TaJoreH, THAPOKCH, METOKCH W Tpu(TOpMe-
THN), apui (Heo0A3aTeTHFHO CONEPIKAIINi B KAYECTBE 3aMECTHTENS TAJIOTeH, THAPOKCH, METOKCH WIIH TpUdTOp-
METHI), apaJKWI (HeoOs3aTeIbHO COASPIKANTIA B KAUeCTBE 3aMECTUTENS TalOTeH, THIPOKCH, METOKCH WIIH TPH-
(bTopMeTHIT), TETSPOIMKIII (HEOOSI3aTEIHHO COMEPKANUI B KAYECTBE 3aMECTHTEINS TAIOTEH, THAPOKCH, METOK-
CU WM TPU(PTOPMETHII), TETCPOIMKIMIANKII (HE00A3aTEIIEHO COJICPKANIUI B KAYECTBE 3aMECTHUTEIIS TaJOTCH,
THIIPOKCH, METOKCH WIIA TPU(PTOPMETIII), TeTepoapri (HeoOs3aTeIbHO CONCPKAIIIA B KaYeCTBE 3aMECTHTEIS
TaJIOTeH, THAPOKCU, METOKCH WU TPU(GTOPMETHIT) WIH TeTSPOAPIIIANKIIT (He00A3aTEIFHO COACPIKAIINI B Kade-
CTBE 3aMECTHUTEIISI FAJIOTCH, THAPOKCH, METOKCH MU TPU(QTOPMETHI).

"ANKUHUA" OTHOCHUTCS K IpyINIe-paJuKally ¢ JMHEHHON WK pa3BETBIECHHON yIIeBOAOPOAHON LEMBIO, CO-
CTOSIIIIEN MCKIIOYUTEIBHO M3 aTOMOB YIJiepojia U BOAOpOAa, COAEp Kallel Mo MeHbleld mMepe OAHY TPOWHYIO
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YTIEPOI-YTICPOTHYIO CBSI3b, COMCPKAIICH OT MBYX IO MBEHAIIATH aTOMOB yriepona. B HEKOTOPHIX BapHaHTaX
peaM3aIuy aTKUHUI COJEPIKUT OT JABYX IO BOCEMHU aTOMOB Yriieposa. B Ipyrux BapuaHTax peaiu3aliul ajlku-
HHJI COJICPXKHT OT ABYX 0 YETHIPEX aTOMOB yriiepoja. ANKUHII PHUCOCIHHEH K OCTaJIbHOW MOJIEKYJie OHHAp-
HOHM CBSI3bIO, HANPUMEP, STUHWI, MPOMUHII, OyTHHWI, NEHTHHWI, TeKCUHWI U T.I. Eciu He yka3aHO WHOe, B
YAaCTHOCTH, B OIMCAHWH, aIKHHWIbHAS TPYIa HeoOs3aTeNbHO 3aMellleHa OJHUM WK 0oliee U3 CIeAyIOIIuX:
rajo, IMaHO, HHUTPO, OKCO, THOKCO, UMHUHO, OKCMMO, TpuMmeTmicuiaanwi, -OR?, -SR* -OC(0O)-R?, -N(R?),,
-C(O)R?, -C(O)OR?, -C(O)N(R?),, -N(R»)C(O)OR?, -OC(0O)-N(R?),, -N(R)C(O)R?, -N(R*)S(O)R* (rue t npex-
crasnsier coboit 1 mmm 2), -S(0),OR? (rze t npencrapnsier coboit 1 umm 2), -S(0)R? (rae t npeacrasnsier coboii 1
win 2) u -S(O)N(R?), (rme t mpeacTasiser coboit 1 win 2), rae Kaxkaslii R* He3aBHCHMO TIpeacTaBiseT coboit
BOJIOPOJI, KM (HEOOSI3aTEIBHO CONEPIKAIIUI B KAUCCTBE 3aMECTUTEIIS TAJIOTCH, THAPOKCH, METOKCH HITH TPH-
dbropmetrin), GTOpATKWI, KapOOIUKIII (HEOOS3aTEeNBHO COACPIKAIMN B KAYCCTBE 3aMECTHTENS TaJOTeH, THJI-
POKCH, METOKCH U TPUPTOPMETHUIT), KAPOOIMKIIATKIIT (HEOOS3aTeIbHO COACPIKAIINA B KAYECTBE 3aMECTH-
TEJIS TAJOTEH, THIPOKCH, MCTOKCH WX TPU(TOPMETHI), apuil (HEOOsI3aTeIFHO COICPIKAIINI B KAUeCTBE 3aMeC-
TUTENS TaJOTeH, THIPOKCH, METOKCHA WIH TPU(QTOPMETHI), apaikii (HeoOs3aTeIbHO COACPIKAIINN B Ka4eCTBE
3aMECTHTEIS TalOTeH, THAPOKCH, METOKCH HIIH TPUPTOPMETHIT), TETEPOLUKINII (HEOO0sI3aTENbHO CONEep KA B
KaueCTBE 3aMECTUTEIIS TaJlOTeH, THIPOKCH, METOKCH WM TPU(PTOPMETHIT), TETEPOIUKIMIIATKIN (HE0O0s3aTEIbHO
coJlepKaluii B KA4eCTBE 3aMECTHUTENSI TaJOTeH, THAPOKCH, METOKCH WA TpudTopMeTHn), reTrepoapui (HeoOs-
3aTeNIbHO COZEPIKALIMH B KAaU4eCTBE 3aMECTHTEINs TajoreH, IMIPOKCH, METOKCH WM TPU(TOPMETUI) HIIH reTe-
poapuiiankui (Heo0s3aTeNIbHO COAePIKALIMI B KAYECTBE 3aMECTUTENS I'aJlOreH, THAPOKCH, METOKCH WIIH TpHu(-
TopmeTri). "AnkuineH" WM "adKWIeHOBas IEeNb" OTHOCHUTCS K JTUHEHHOW WM pa3BETBICHHOW MBYXBAaJCHTHOW
YTJICBOIOPOIHON IEH, COCTUHSIIONICH OCTATBHYIO YacTh MOJICKYJIBI C TPYIIOW-PaIUKAIOM, COCTOSIICH UCKITIO-
YUTEIBHO M3 aTOMOB YIJepoJa M BOAOPOJa, HE COJACpIKAIIeH HEHACBHIIIICHHOCTH M COJAEpKaIield OT OJHOTO J0
JIBEHAIIIATH aTOMOB yIJIepoja, HAlPUMEpP, METUIICHY, STHICHY, NPOMWICHY, N-OyTHICHY U T.I. AJKHJICHOBAaS
[eNb IPUCOCANHEHA K OCTAFHON YacTH MOJICKYJIBI OJMHAPHOM CBS3BIO, U K TPYIIIC-paIuKaTy OIUHAPHOU CBS-
3b10. TOYKH IPUCOCAMHEHHS ANKWICHOBOW LM K OCTAIBHON MOJICKYJIE U K TPYIIC-paiuKaty MOTYT OBITh Ye-
pe3 OAMH YIepo B alKHJICHOBOH 1IN WK Yepe3 JIIoObIe JiBa yriiepoja B Ield. B HEeKOTOpBIX BapuaHTax pea-
JM3alUK alIKUIICH COJICPIKUT OT OJJHOTO JI0 BOCBMH aToMOB yriepona (Hanpumep, C,g ankunen). B apyrux Ba-
pHaHTax peaju3aliy alKWiIeH COAEPKUT OT OJHOTO /IO MATH aroMoB yriepoaa (nanpumep, C,s ankunen). B
JPYrUX BapHaHTaX pealM3alyd alKWICH COIEPXKUT OT OJHOTO A0 YeThIpeX aTOMOB yriepoja (Hampumep,
Ci4 ankuneH). B apyrux BapuaHTax peaiu3alyy alKWIEH COACPIKHUT OT OJHOrO J0 TPEX aTOMOB yriepoja (Ha-
npumep, C_; ankunen). B apyrux Bapuanrtax peanu3alvy aJIKAIECH COAEPKHUT OT OJJHOTO JI0 JBYX aTOMOB yriie-
pona (mampumep, Ci, ajkuieH). B nmpyrux BapuaHTax peanu3allid alKWICH COJCPIKUT OIHMH aTOM yriiepoaa
(mampumep, C; ankuieH). B apyrux BapuaHTax peaii3aliy adKHICH COJICPXKHUT OT IISITH IO BOCBMHU aTOMOB YT-
nepona (Hampumep, Cs.g amkuwieH). B npyrux BapuaHTax peain3aliy alKWICH COICPKHUT OT JABYX JIO ISTH aTo-
MoB yriaepona (Hanpumep, C,.s ankuieH). B qpyrux BapraHTax peaian3aniy allKWICH COICPIKUT OT TPEX JO MATH
aToMoB yriepona (Hanpumep, Cs.s ankuieH). Eciu He yka3aHo WHOE, B YaCTHOCTH, B ONMUCAHUH, ATKHICHOBAS
[EeTb He00s3aTeIBHO 3aMeIlieHa OJJHAM WM OOJBIIAM YHCIOM CIEIYIOUINX 3aMECTHTENCH: rallo, IHaHo, HUTPO,
OKCO, THOKCO, MMHHO, OKcMMO, Tpumerwicunanun, -OR? -SR? -OC(0)-R?, -N(R%),, -C(O)R? -C(O)OR?,
-C(O)N(R%),, -N(RHC(O)OR?, -OC(0)-N(R%,, -N(R*)C(O)R?, -N(R*)S(O).R* (rze t npencrasnser coboii 1 uim
2), -S(0O),OR? (rze t npeacrapnser coboit 1 nmm 2), -S(O)R? (rae t npeacrapnser co6oit 1 umu 2) u -S(O)N(R?),
(rze t nmpeacraBnsieT coboi 1 mm 2), Tae Kaxasiii R He3aBUCHMO MPEACTaBIsET COO0M BOAOPO, alnkui (HeoOs-
3aTeNIbHO CO/ICPKAIINI B KQUeCTBE 3aMECTHUTENS TAJIOTeH, THAPOKCH, METOKCH HITH TPU(PTOPMETHIT), PTOPATIKUI,
KapOOIMKIII (He00A3aTEIbHO CONCPKAINUI B KAYSCTBE 3aMECTHTEIIS TaJIOTCH, THUAPOKCH, METOKCH HIIH Tpu-
TOPMETHI), KapOOIMKIMIATKII (HEOOS3aTEIFHO COACPXKAIIMNA B KAa4eCTBE 3aMECTHTENS TaJOTCH, THIPOKCH,
METOKCH WU TPUGTOPMETHIIT), april (HeoOsI3aTEeIbHO COJCPIKAIIMNA B KAUSCTBE 3aMECTHTEIS TAJIOTEH, THAPOKCH,
METOKCH WU TPUPTOPMETHIT), apaKKI (HEO0SI3aTSIFHO COMICPKAIIUI B KAUCCTBE 3aMECTUTEIISI TAIOTEH, THAPO-
KCH, METOKCH HJIM TPU(QTOPMETHIT), TETCPOIMKIMI (HEOOSI3aTeIbHO COACPIKAIINIA B KAYSCTBE 3aMECTHUTEIIS T'allo-
TCH, TUIPOKCH, METOKCH WM TPU(QTOPMETHI), TCTCPOIUKIIIIAIKIII (HEO0I3aTSIFHO CONCPIKAIIUI B KauyeCTBE
3aMECTHTENS TAJIOTCH, THIPOKCH, METOKCH WM TPUPTOPMETHII), reTepoapui (Heo0sA3aTeIbHO COMEpKaIIiid B
KaueCTBE 3aMECTHTENS TAIOTEH, THAPOKCH, METOKCH WM TPUPTOPMETIIT) HITH TeTePOAPUIAIKIIT (HE0Os3aTeIb-
HO CO/IepIKalINii B KAYECTBE 3aMECTHTEIS TAJIOTeH, THIPOKCH, METOKCH W TPU()TOPMETHI).

"Apankmin" oTHOCHTCS K pagukany (Gopmyisl -R°-apun, roe R npeacrasnser co6oil alKUIEHOBYIO LIETIb,
COOTBETCTBYIOIIYIO MPUBEICHHOMY BBIIIE ONPEICICHHIO, HAPUMEDP, METHIICH, STHICH U T.II. YacTh pajnkana-
apaykuia, IpeICTaBIsIoNnias co0oi alKUICHOBYIO IIeTb, HEO0A3aTEIbHO 3aMellleHa KaK ONMUCAHO BBIIIE IS all-
KWJICHOBOU Ienu. YacTh pajuKaia-apalikuia, MpeJCTaBIsIomas coOoi apwii, HeoOs3aTeNnbHO 3aMelecHa Kak
OIHCAHO BBIIIC IS APHIILHON TPYIIITHL.

"ApayikeHHI" OTHOCHUTCS K pamukany (Gopmyisl -Rd-apnn, rae R HPE/ICTAaBISIET CO00I aKEHUIEHOBYIO
eI, COOTBETCTBYOIIYIO MMPUBEICHHOMY BEIIIIC OTIPEICIeHUI0. YacTh panukana-apaiKkeHmIa, MPeCTaBIsroImas
co0oii apwiI, Heo0sA3aTeNFHO 3aMEIICHA KaK OMMCAHO BBINIC JUIA apuiibHOM rpymmbel. YacTe pamukana- apaike-
HUJI, TIPECTABISIONas COO0H aNKCHUICH, HEOOs3aTeIbHO 3aMeIleHa KaK OMHMCAHO BHINIEC IS aJKCHIICHOBON
rpynmnsl. "Apankuamun” oTHOCHTCSA K pagukany (opmyinsl -R-apu, rae R npeacrasuser co0ol alKMHUIEHO-
BYIO II€TIb, COOTBETCTBYIOIYIO JAHHOMY BBIIIE OMpPEACICHHI0. APUITbHASL YaCTh pauKaja-apalKuHuIa Heobs3a-
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TEJNEHO 3aMellleHa KaK OIMKCAHO BBINIC IS apHIbHON rpymmbl. YacTs pagukana- apalKUHIIA, IPEICTABIISIONIAs
€000 aTKHHUJICHOBYIO IICTIh, HEO0S3aTENEHO 3aMEIICHA KaK OMUCAHO BHIIIE JIJIs aTKUHHICHOBOM IICTIH.

"KapGomukimi" OTHOCHUTCS K CTAaOMILHOMY HEapOMaTHIECKOMY MOHOITUKIMYECKOMY HIIA TOJIUIIAKITAIC-
CKOMY YTJICBOJOPOIHOMY PaAHMKay, COCTOSIIEMY HCKIIOYUTEIRHO U3 aTOMOB yIIIepoa M BOAOPOAa, KOTOPHIH
BKITIOYAET COMPSDKEHHBIE FIIM MOCTHKOBBIE CHCTEMBI KOJIEI, COAEpIKaIlre OT TPEX 0 MATHAAIATH aTOMOB yrJe-
pona. B HEKOTOPHIX BapHaHTaxX peaju3anyi KapOOIMKIIMI COIEPKHUT OT TPEX IO JAECATH aTOMOB yriepoaa. B
JIPYTUX BapHaHTaX pealu3alny KapOOIMKIMI COACPXKUT OT ISITH A0 CEeMH aTOMOB yriepona. KapOommkimm
MPUCOEIMHEH K OCTAJIbHOW YacTH MOJIEKYNIBl OJAWHAPHOW CBA3bI0. KapOOUMKIMI MOXKET OBITh HACHIIICHHBIM
(T.e. comepxamumM TOIbKO onuHapHbIe cBsi3u C-C) WM HEHACHIICHHBIM (T.€. COACPXKAIIUM OTHY WM Ooee
JIBOMHBIX CBSI3CH WM TPOWHBIX CBs3el) [IOJHOCTBIO HACKHIIICHHBIN paTuKal-KapOOUUKIMI TAaKXKE Ha3bIBACTCS
"nuxnoankmiaoM”. TIpuMepsl MOHOIMKIMYECKHAX IHKIIOATKIIOB BKIIFOYAIOT, HAIPUMEP, IUKIIOTPOIIIII, ITUKIO-
OYTHII, MUKIONCHTIII, [IUKIJIOTCKCII, ITUKJIOTENTII U IIUKIOOKTIII. HeHaCHIICHHBIH KapOOIMKITUIT TAaKXKE HA3bI-
BaeTcs "mukimoankeHmwIoM". [IpuMepbl MOHOITMKIMYECKUX UKIOATKCHUIOB BKIFOYAIOT, HAIIPUMEp, IIUKIOICH-
TEHII, ITUKJIOTEKCCHII, TUKIOTCIITCHUI U IUKIOOKTCHWII. PauKambl-MOTHIAKINYECKUC KapOOIUKITIITBI BKITFO-
4aloT, HalpuMep, alaMaHTWI, HOpOopHHMI (T.e. OWmmkio[2.2.1]renrTaHwt), HOpOOpHEHWNI, ACKIMHWI, 7,7-
JuMeTHIT-oumkno[2.2. 1 Jrentanwt u T.1. Ecin He yka3aHo WHOE, B YaCTHOCTH, B OMUCAHHH, TOJIpa3yMeBacTCs,
9TO TEPMHUH "KapOOUMKIWI" BKIIOYACT PaTUKaIbI-KapOOIUKIIIIIBEI, KOTOPhIE HEO0A3aTeIbHO 3aMEeIeHBl OJHUM
WK OOJIBIIIMM YHCIIOM 3aMECTHUTENICH, HeoOs3aTeIbHO BRIOPAHHBIX U3 alKWJIa, aJIKCHWIA, alIKHHIJIA, TaJlOTeHa,
(ropanknita, 0KCO, THOKCO, IIaHO, HUTPO, HEOOA3aTEIFHO 3aMEIIEHHOTO apuiia, He00S3aTeIFHO 3aMEIIEHHOTO
apajKmia, Heo0s3aTeIbHO 3aMEIIEHHOTO apalKeHMIa, He00S3aTeIFHO 3aMEIIEHHOTO apalKuHIIa, Heo0I3aTeb-
HO 3aMCIICHHOTO KapOOIMKIMIA, HEOOS3aTeIbHO 3aMENICHHOTO KapOOIMKIMIIANKIIA, HEOOsI3aTeIhbHO 3aMe-
MICHHOT'O TETEPOIMKIINIIA, HEOOS3aTeIEHO 3aMEIICHHOTO T'eTEPOIMKIIMIAIKIIA, HE00A3aTeIbHO 3aMEIICHHOTO
reTepoapuia, HeoOs3aTeIbHO 3aMCIICHHOTO TeTepPOaprIIaIKuIIa, -Rb—ORa, -Rb-OC(O)—Ra, -Rb—OC(O)-ORa, -R’-
OC(0)-N(R?),, -R*-N(R?),, -R*-C(O)R?, -R*-C(O)OR?, -R°-C(O)N(R?),, -R*-O-R°-C(O)N(R?),, -R°-N(R*)C(O)OR?,
-R°-N(R")C(O)R?, -R"-N(R*S(0)R* (rze t mpexncrasmsier coboit 1 wm 2), -R°-S(0)R* (rae t npeacrasiser co-
6oit 1 wn 2), -R°-S(0)OR?® (re t mpeacrasisier cooit 1 wmm 2) u -R°-S(0)N(R?), (rze t mpeacrasmsier co6oii 1
uim 2), e Kakasli R* He3aBUCHMO NpencTaBiaseT coOol BOAOPO, anKui (HEOOA3aTENBHO COMEPKALIMI B Ka-
YECTBE 3aMECTUTENS TaJoreH, THIPOKCH, METOKCH WU TPUPTOPMETHI), (GTOPAIKHWII, IMUKIOAIKHI (HeoOs3a-
TEJNBHO COJEpIKAIlMii B KAUYeCTBE 3aMECTHTENSI TaJIOTeH, THIPOKCH, METOKCH MM TPU(PTOPMETHI), IUKIOATKH-
JanKuiI (HeoOs3aTeIbHO COAEPIKAINA B KAUeCTBE 3aMECTUTENS TaJoreH, THAPOKCH, METOKCH WIH TpU(TOpMe-
THN), apui (HE00A3aTETHFHO CONEPIKAIINi B KAYECTBE 3aMECTHTENS TAJIOTeH, THAPOKCH, METOKCH WIIH TpUdTOp-
METHI), apajKWI (HeoOs3aTeIbHO COJCPKAIIA B KAUESCTBE 3aMECTUTEIS TalIOTeH, THAPOKCH, METOKCH WIIH TPH-
(bTopMeTHIT), TETSPOIMKIII (HEOOSI3aTEIHHO COMEPKANUI B KAYECTBE 3aMECTHTEINS TAIOTEH, THAPOKCH, METOK-
CU WM TPU(PTOPMETHII), TETCPOIMKIMIANKII (HE00A3aTCIIEHO COJICPKANIUA B KAYECTBE 3aMECTHUTEIIS TaJOTCH,
THUIIPOKCH, METOKCH WIIA TPUPTOPMETIII), TeTepoapri (HeoOs3aTeIbHO CONCPIKAIINA B KaYSCTBE 3aMCCTHTEIS
TaJIOTCH, THAPOKCU, METOKCH WU TPU(GTOPMETHIT) WIH TeTSPOAPIIANKIIT (HE00A3aTEIFHO COACPIKAIINI B Kade-
CTBE 3aMECTHTEIIS TaIOreH, THAPOKCH, METOKCH HIIM TPUGTOPMETHI), Kaxublii R® HE3aBHCHMO TpEICTABIISET
CO0OM NMPAMYIO CBA3b WM JMHEHHYIO WM PA3BETBICHHYIO aJKUIEHOBYIO WM AJKEHUJIEHOBYIO 1enb U R® npen-
CTaBIsET COOOM JMHEHHYIO WM pa3BETBICHHYIO aKWICHOBYIO WJIHM AJKCHWJICHOBYIO IeTb, W TAE KaKIBIH U3
YKa3aHHBIX BBIIIE 3aMECTUTEJICH, €CIIM HE YKa3aHO 00paTHOE, SBISETCS He3aMeIIeHHBIM.

"®@TopanKwI" OTHOCHTCS K aIKWJIBHOMY PaJHKaly, COOTBETCTBYIOIIEMY MPUBEISHHOMY BBIIIE OIpeaese-
HUIO, KOTOPBII 3aMeIIeH OJHUM U Oojiee (TopcoAep KalluMy paJguKajJaMy, HallpuMep, TpUPTOPMETIITY, AH-
¢dropmerniy, propmerniy, 2,2,2-rpudTopaTHiy, 1-hTOpMETHIY-2-)TOPITHITY U T.I. AJNKWIbHAs YacTh PajnKa-
na-(hTopalkiia MOKET OBITh HEO0OS3aTEIFHO 3aMEIICHA B COOTBCTCTBUH C ONPEACICHHUEM, JaHHBIM BBIIIC LIS
ANKWIbHOHU Tpymmbsl. "Tamo" wimm "ranoreH" OTHOCHTCS K 3aMECTHTEISIM OpoMy, XJopy, dhTopy win hony. "I'ete-
POLMKITHI" OTHOCUTCS K CTAOWIBHOMY 3-18-uJIeHHOMY MUKIMYECKOMY HEapOMaTHYCCKOMY PaJHKay, KOTOPBIH
COJICPXKHT OT JIBYX IO JIBCHAJIATHA aTOMOB YTJIEPOJia U OT OJHOTO JI0 IMIECTU TeTEPOaTOMOB, BEIOPAHHBIX M3 a30-
Ta, KHCJIOPOJaa U cephbl. EcM He yKa3aHO MHOE, B YACTHOCTH, B ONMCAHHUU PAIUKAI-TETCPOLUKIHI (TETCPOIIHK-
JUIBHBIA pafdKai) MPeICcTaBIsieT cOO0W MOHOIUKIMYECKYIO, OUIMKINIECKYIO, TPUIIMKINICCKYIO N TeTpa-
UKIAYECKYIO0 CHCTEMY KOJIEI], KOTOpas MOKeT BKIIIOUATh COINPSDKECHHBIE MJIM MOCTHKOBBIE CHCTEMBI KoJjet. ['e-
TEPOATOMBI B paIuKajIe-TeTePOIUKIIIE MOTYT OBITh (Heo0s3aTebHO) okuciIeHbl. OuH WK 0oJiee aTOMOB a30-
Ta, B CIIy4ae WX NMPHUCYTCTBUSA, MOTYT OBITH (HE 00s3aTeNbHO) KBATEPHU3NPOBAHBI. PaiiKan-reTepoIuKIInII SBIIs-
€TCSl YaCTUYHO I TOJTHOCTHIO HACHIIICHHBIM. | €TepONHKIIIII MOXKET OBITh IPHUCOSAMHEH K OCTAIBHOM YacTh
MOJIEKYJIBI Yepe3 11000 aToMm Kojibma (koiner). [IpuMepsl Takux paguKaloB-T€TEPOIMKINIOB BKIIOYAIOT CIe-
JIYIOIIME, HO HE OTPAHUYMBAIOTCS UMH: TUOKCONAHWI, THSHWI| 1,3 | IuTHAHWI, NTEKATHIPOU30XHHOIIMI, UMHUIa30-
JIMHWJ, IMUAA30IUIAHII, U30THA3OIUINHUII, NU30KCA30IUINHILI, MOP(DOIMHII, OKTArUAPOUHIONHI, OKTarHI-
POHM30MHIONIII, 2-0OKCOMUICPA3UHII, 2-OKCOMUIICPUIUHILI, 2-OKCOMHUPPOIAINHII, OKCA30IUAUHIIL, TUTICPUIU-
HUJI, TIATICPA3HHWIT, 4-TTUMEPUIOHII, TUPPOTUIUHII, MTHPA3OTHINHII, XUHYKITHIUHII, THA30JUINHII, TeTpa-
rUIpoGypPUII, TPUTHAHIII, TETPATHIPOIHPAHII, THOMOP(GOIUHII, THAMOP(OIUHUI, 1-0KCO-THOMOPHOIUHII 1
1,1-mrokco-tuomopdomuumn. Eciu He yka3aHO HMHOE, B YaCTHOCTH, B ONMCAHUM, MTOJIPa3yMEBACTCs, YTO TCPMUH
"reTepOoIMKIMIT" BKITIOYAET PagUKaNbI-TeTEPOIMKINIBI, COOTBETCTBYIOIINE NaHHOMY BBIIIE OMPEIETICHUIO, KO-
TOpBIC HEOOs3aTEeIbHO 3aMEIIEHB! OJHUM WM OOJBIINM YHCIOM 3aMECTHTENEH, BRIOPAHHBIX W3 aJKHiIa, ajKe-
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HUJIA, aJKUHWIIA, TaJoreHa, (PTOpajKiia, OKCO, THOKCO, IIHaHO, HUTPO, HEOOS3aTeIFHO 3aMEIICHHOIO apuia,
HEOoO0sI3aTeIbHO 3aMEIICHHOTO apalKiia, HeoOsI3aTeIbHO 3aMEIICHHOTO apalIkeHWIa, HeOOS3aTeIEHO 3aMEIICH-
HOTO apajJKWHWIA, HE00sS3aTeNFHO 3aMEIIeHHOTO KapOOIMKIIMIa, Heo0sS3aTeIhbHO 3aMEIIEHHOTO KapOOIMKIH-
JAKWIa, HEoOs3aTeIbHO 3aMEIICHHOTO T'eTePOIUKINIIA, HEO0sM3aTeIhHO 3aMEIIEHHOTO TeTepONNKIIIANKATIA,
HEOOS3aTeIFHO 3aMEIICHHOTO IeTepoapria, HeoOs3aTebHO 3aMEIICHHOT0 reTepoapmiankima, -R™-OR?, -R’-
OC(0)-R?, -R"-0C(0)-OR?, -R"-0C(0)-N(R%),, -R°-N(R?),, -R°-C(O)R?, -R°-C(0O)OR?,
-RP-C(O)N(R?),, -R°-O-R%-C(O)N(R%),, -R°-N(R*)C(O)OR?, -R°-N(R*)C(O)R?, -R*-N(R*)S(O)R" (rme t mpen-
craisier coboii 1 mwm 2), -R°-S(0)R?* (rze t npexacrasmsier coboii 1 mm 2), -R™-S(0),0R? (rze t mpeacraBser
coGoit 1 mmi 2) u -R°-S(O)N(R?), (rze t npeacrapmser coGoit 1 mmi 2), Tae Kaxabli R* He3aBHCHMO Ipe/IcTaB-
nseT co00i BOJOPO, anKull (HEOOs3aTeIbHO COMCPKAIIHMIA B KAYECTBE 3aMECTUTEIIS TaJIOTCH, THIPOKCH, METOK-
cu Wik TpuTOpMETIIT), (TOPATKII, IUKIOANKII (HEOOS3aTeIbHO COACPIKAIIMIA B KAYeCTBE 3aMECTUTEIIS Tallo-
TCH, TUAPOKCH, METOKCU HIIH TPU(GTOPMETHIT), IUKIOATKHIAIKIT (HE003aTeEHO COJCP KA B KAUeCTBE 3a-
MECTHTEIIS TaJIOTCH, THIPOKCH, METOKCH WIH TPU(GTOPMETIII), apuil (HEOOs3aTeIbHO COACPIKAIMN B Ka4ecTBE
3aMECTHUTENSI TAIOTEH, THAPOKCH, METOKCH W TPU(GTOPMETHIT), apaKII (He00A3aTEIEHO COACPIKAIINI B Kade-
CTBE 3aMECTHTENS TAJOTeH, THIPOKCH, METOKCH WIIH TPUPTOPMETIIT), TETEPOITUKIII (He00s3aTeILHO CoIeprka-
VA B KA4eCTBE 3aMECTUTEIIS TAJIOTEH, THIPOKCH, METOKCH WM TPUPTOPMETHIT), TETEPOITUKIMIATIKII (HE0O0s-
3aTeIBbHO COICPIKAIINKA B KA4eCTBE 3aMECTUTEIIS TAJOTeH, THAPOKCH, METOKCH WIH TPU(PTOPMETHII), TeTEpOapuII
(HEO0O0s3aTeIHPHO CONEPIKANTNI B KAUECTBE 3aMECTHUTENS TAIOTeH, THAPOKCH, METOKCH WA TPU(DTOPMETHI) HITH
TeTepOapWIATKII (HEOOsM3aTEIFHO COMEpIKAIUii B KadecTBE 3aMECTHTENS TalOTeH, THAPOKCH, METOKCH WM
TPUPTOPMETIIT), KOXKIABIH R HesaBrcnmo MPENCTaBIsIeT COOOM MPSIMYIO CBSI3b WM JTUHEHHYIO WIIH pa3BETBIICH-
HYIO aJKHJICHOBYIO WJIH AJKEHUICHOBYIO LENb U R mpencrapiseT co0oi TMHEHHYIO MM Pa3BETBIECHHYIO aJIKU-
JICHOBYIO WJIM QJIKCHHUJICHOBYIO IICTIh, W T KaXKIBIN M3 yKa3aHHBIX BBIIIC 3aMECTHTENCH, €CIM HE YKa3aHO 00-
paTHOe, SBISCTCS HE3aMEIICHHBIM.

"TeTepOoUMKIMIANKIT" OTHOCHTCS K paiukainy ¢popmyisl -R°-rereponukimi, rae R npencrasisier coboit
ANKWJICHOBYIO [IEITh, COOTBETCTBYIOIIYIO IIPUBEICHHOMY BBIIIC OTPEICICHUIO.

Ecnmm rerepoumkimi mpeactaBiseT coOoi a3oTcomepiKaliuil TeTepOIMKIAI, YKa3aHHBINH TeTepOIMKIIHIT
HEeoOs3aTeIbHO TPUCOEAMHEH K paiKaly-alKiiIly II0 aToMy a30Ta. AJIKWJICHOBas IeNb paauKaia-
TeTePOIMKIIIANIKIIA He0Os3aTeIbHO 3aMeIIeHa KaK ONMCAaHO BBIIIE VIS aJKWICHOBOW IeNH. | eTeporuKinib-
Hasl 4acTh paJuKaa-TeTePOIUKIIIIIAIKAIIA 3aMEIIeHA KaK OMMUCAHO BBIIIE JIS TeTEPOLUUKIMIBLHOMN TPYIIIIHL.

"T'erepoapmr’ OTHOCHUTCS K PaUKaITy, SIBISIOIIEMYCS TIPOM3BOIHBIM pagukaa ¢ 3-18-ujJeHHbIM apoMaTHye-
CKUM KOJIBILIOM, KOTOPBIN CONEPKHUT OT OBYX JI0 CEMHAIIATH aTOMOB YIJIEPOJa U OT OJHOTO JI0 IIECTH TeTepoaTo-
MOB, BBIOPAHHBIX M3 a30Ta, KUCIOPO/Ja U Cephl. B HAaCTOsAIEM TEKCTe TeTepOaprIbHBIN PaauKal MOXKET MPEACTaB-
JSTH COOOM MOHOITUKITUYECKYIO, OUIMKIMYCCKYIO, TPUIUKIAYCCKYI0 WM TETPALUKIMICCKYIO CHCTEMY KOJIEI,
MPUYEM II0 MCHBIIICH Mepe OJHO M3 KOJICI] B CHCTEME KOJICI] SIBJISCTCS TIOJIHOCTBIO HEHACKHIIIICHHBIM, T.€. OHO CO-
JIEPXKHUT MUKIMYECKYI0, NEIOKAIN30BAHHYIO CHUCTeMY (4n+2) TM-KOHICHCHPOBAaHHBIE WJIM MOCTHKOBBIE CHCTEMBI
konetl. ['erepoatoM(bl) B reTEpOApPIIIBHOM paUKalic MOTYT OBITh (HeoOs3aTenbHO) OKUcIeHbl. OnuH win Oomee
aTOMOB a30Ta, CITU OHH MPUCYTCTBYIOT, HEOOI3aTENEHO KBATCPHU3UPOBAHEL. | eTepoapil MPUCOSTUHEH K OCTalTh-
HOM Y4acTH MOJICKYJIBI Yepe3 JIFo00i atoM Koubia(konetr). [IpruMepsl reTepoapruiioB BKIFOYAIOT CICAYIOIINE, HO HE
OTPaHWYMBAIOTCS UMH: a3€TICHW, aKpUIUHWI, OCH3MMHUIA30III, OeH3UHIOMWI, 1,3-0eH30nmnokcomi, O6eH3odypa-
HUJI, OeH300Kca30m, OeH30[d]Tnazommi, 6en3oTraarazommi, O6erso[b][1,4]mokcernenmn, 6en3o[b][1,4]okcazumm,
1,4-6en3oanokcanmi, O6eHsoHadTodypaHwI, OEH30KCA30JIMI, OSH30JUOKCOIMI, OCH30IMOKCUHWI, OEH30MHpa-
HWI, OCH30MHMpaHOHMI, OeH3o(ypaHwi, OcH30pypaHOHUI, OcH30THEHHI (OeH30THO(EHM), OeH30THEHO[3,2-
djmupumuanani, OeH30TpHazommi, OeH30[4,6]|umuaasoll,2-ajmupuauani, KapOa3oauiI, TUHHOIUHIII, ITHKIIO-
neHTa]d | mupUMUTHHILT, 6,7-murunpo-SH-muknonenTa4,5] tneHo[ 2,3 -d |mupumumuH, 5,6-
murunpobensolh]xunazomuam, 5,6-muruapodensolh|uuaHOMHEWI, 6,7-nuruapo-SH-6en30[6,7 uuknorenTall,2-
c]mupunazunm, aubensodypanwi, aubenzotnodenun, ¢ypanun, ¢ypanonwi, ¢ypo[3,2-clnupuauHu,
5,6,7,8,9,10-rekcarunporukiookTa] d |HIup MU THHII, 5,6,7,8,9,10-rekcaruaporukinooktald |mupuia3uHmI,
5,6,7,8,9,10-rekcaruaporukiiookta] d |IUpUIUHILII, H30THA30IUI, UMHIA30UI, WHIA30JIWI, WHAOJIWI, WHAA30-
JIAJT, U30MHJOMII, WHIOJIWHIII, W30WHIOIMHII, W30XHHOJIWI, WHIOIM3MHII, U30KCa30Imi, 5,8-MeTan-5,6,7,8-
TETPArUAPOXUHAZOIUHIII, HADTUPUANHII, 1,6-HAQTUPUINHOHMII, OKCATHA30IHI, 2-0KCOA3CIIEHIII, OKCa30JIHI,
okcupanui, 5,6,6a,7,8,9,10,10a-okraruapodenso[h]xunazommuun, 1-hennn-1H-mupponwn, ¢eHasuHwI, ¢GeHo-
THA3WHWI, (PEHOKCA3WHWI, QTAIM3WHWJ, NTCPUAWHUI, ITYPHHHJ, TTHPPOII, NHPa30iIwi, TmHpasonol3,4-
d]jmapumuanHENN, HpUARHAI, THPUAO[3,2-d|mupumMunuam, mupuno[3,4-d|mTupuMUIUHII, TUPA3UHII, THPH-
MUJIUHWI, TUPUAA3UHWI, THPPOIII, XUHA3OIMHII, XUHOKCAIMHNI, XUHOJIMHNI, H30XHHOJIWHII, TEeTParHapO-
XUHOJIMHWI, 5,6,7,8-TeTparuapoxuHa3onuaui, 5,6,7,8-rerparuapodensol4,5]tueno|2,3-dmupumuanann, 6,7,8,9-
terparuapo-SH-nmknorenrtal4,5]rueno| 2,3-d jmupumuuHmI, 5,6,7,8-teTparuaponupuio[4,5-clnupunazuHu,
THA30JWI, THUAAWA30JIWI, TPHUA30IMI, TETPA30IMI, TPUA3UHUI, THCHO[2,3-d|mupumunuamn, THEeHO[3,2-
d]mupumunman, THeHO[2,3-clnupuaHWI 1 THO(GEeHWI (T.€. THeHW1). Ecin B onycaHny KOHKPETHO HE YKa3aHo
WHOE, MMO/IPa3yMEBACTCs, YTO TEPMHUH ''TeTepoapril’ BKIIOYACT reTepOapHIbHBIC PaJUKajbl, COOTBETCTBYIOIINE
MPUBEJCHHOMY BBIIIC OMPEICICHIIO, KOTOPBIC HEO0SI3aTeIFHO 3aMEIICHBI OJHAM WA OOJBIITUM YHCIOM 3aMeC-
TUTENCH, BRIOPAHHBIX U3 aJKWIA, aIKCHUIA, aIKWHWIA, TaJOreHa, (PTOPAJIKWIIA, TaJOrCHAIKCHIIA, TalloreHa-
KWHWIA, OKCO, THOKCO, IINaHO, HUTPO, HEOOs3aTeIFHO 3aMEIIEHHOTO apiiia, Heo0sI3aTebHO 3aMEIEHHOTO apal-
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KWJIa, HeOOsI3aTeIhbHO 3aMEIICHHOTO apalKeHHIA, HEOOsI3aTebHO 3aMEIICHHOTO apalKUHHIIA, HEoOsS3aTeIbHO
3aMEIICHHOTO KapOOIUKIIIA, HEOOSI3aTeIbHO 3aMEIICHHOTO KapOOIMKIMITAIKIIIA, He00sA3aTeIFHO 3aMEIICHHO-
r0 TEeTepOLMKIINIIA, HEe0Os3aTeIbHO 3aMENICHHOTO TeTePOLMKIMIIAIKIIA, He00sI3aTelIbHO 3aMELIeHHOTO reTe-
poapria, HeoGs3aTeNbHO 3aMEMICHHOTo rerepoapmiankiia, -R°-OR?, -R°-OC(0)-R?, -R"-OC(0)-OR?, -R’-
OC(0)-N(R%),, -RP-N(R%),, -R°-C(O)R?, -R°-C(O)OR?, -R*-C(O)N(R?),, -R°-O-R°-C(O)N(R?),, -R*-N(R*)C(O)OR?,
-R°-N(R*)C(O)R?, -R"-N(R*S(O)R* (rze t mpexcraisier coboii 1 wmm 2), -R°-S(O)R? (rze t mpeacraBiser co-
6oit 1 wm 2), -R°-S(0)OR* (e t mpeacrasisier cooit 1 wmm 2) u -R°-S(0)N(R?), (rze t mpeacrasmsier co6oii 1
uim 2), e Kakasli R* He3aBUCHMO NpencTaBiaseT coOol BOAOPO, anKui (HEOBA3aTENBHO COMEPKALIMI B Ka-
YECTBE 3aMECTHUTENS TAJIOTCH, THAPOKCH, METOKCH WIH TPUPTOPMETIUI), (PTOPANKIII, IUKIOATKWI (HEoOs3a-
TEJNBHO COJICPIKAIIUI B KAUYECTBE 3aMECTHUTENSI TAJIOTEH, THIPOKCH, METOKCH WU TPUPTOPMETIIT), IIUKIOATKH-
nankui (HeoOs3aTebHO COACPIKAIIMIA B KAYeCTBE 3aMECTUTENS TaJOreH, THAPOKCH, METOKCH WM Tpu(TOpME-
TIIT), apui (HE0OS3aTeNBHO CONEpIKANUI B KAUECTBE 3aMECTHUTEIIS TAIOTeH, THIPOKCH, METOKCH WJIH TPUPTOP-
METHI), apajKWI (HeoOs3aTeIBbHO COJCPKAIIA B KAUSCTBE 3aMECTUTEIS TalIOTeH, THAPOKCH, METOKCH WIIH TPH-
(bTopMeTHIT), TETCPOIMKIII (HEOOI3aTEIHHO COMEPKANIUI B KAYECTBE 3aMECTHUTEINS TAIOTEH, THAPOKCH, METOK-
CH WJIH TPUPTOPMETHII), TETSPOITUKIMIATKII (HE00s3aTeIFHO COAep KA B KAYECTBE 3aMECTUTEIIS TaJIOTEH,
TUAPOKCH, METOKCH WM TPUPTOPMETHI), TeTepoapril (HeoOsI3aTeIbHO CONEPIKalIuil B Ka4eCTBE 3aMECTUTEIIS
TaJIOTeH, TUAPOKCH, METOKCH WIIH TPUPTOPMETHIT) HITH TeTePOAPHITATTKII (He00sA3aTeNbHO cofepKalnii B Kade-
CTBE 3aMECTHTEIIsS TajoreH, THAPOKCH, METOKCH HIIH TPHGTOPMETHI), Kaxablii R® HE3aBHCHMO TPEICTABISET
CO0OM MPAMYIO CBA3b MM JMHENHYIO WM Pa3BETBICHHYIO AKMIECHOBYIO WM aJKEHHJIECHOBYIO 1Ienb ¥ R° npen-
CTaBJIsIeT COOOM JIMHEWHYIO WITH Pa3BETBICHHYIO AIKUIICHOBYIO WM aJIKCHUICHOBYIO LeTlb, M TP 3TOM, €CJIH He
yKa3aHO 00paTHOE, KKIBIH U3 MEPEYNCICHHBIX BBIIIC 3aMECTUTEIICH HE 3aMEIICH.

"TayTomep" OTHOCHUTCS K MOJIEKYJIE, B KOTOPOM BO3MOXEH MEPEX0] MPOTOHA OT OJHOTO aToMa B MOJIEKYJIE
K IPyroMy atoMmy B To# ke Mojekyine. CoeIMHEHUs, MPEICTaBICHHBIC B HACTOSIIEM H300pETCHUU, MOTYT, B
HCKOTOPBIX BapUaHTaX peallu3alliy, CYIICCTBOBATh B BHJC TayTOMEPOB. B yCIIOBHSIX, KOT/Ia BO3MOXHA TayTO-
MepH3aIus, CyIIeCTBYET XUMUIECKOEC PABHOBECHE TAYTOMEPOB. TOYHOE COOTHOIICHHE TAyTOMEPOB 3aBUCHT OT
HECKOJIbKUX (DaKTOpOB, BKIIOUas (GU3MIECKOE COCTOSIHUE, TeMIIepaTypy, pactBoputens u pH. Hekotopsie npu-
Mepbl paBHOBECHS TAYTOMEPOB BKJIIOYAIOT
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"HeoOs13aTenbHbIi" (ONMIIMOHANBHBIN) WM "Heo0s3aTenbHO" (OMIMOHATBFHO) 03HAYAET, YTO OIMCHIBAEMOE
CJIEZIOM 3a 3THUM CJIOBOM COOBITHE M OOCTOATENHCTBO MOXET WMETh UM HE MMETh MECTO, M UTO OIHCAHHE
BKJIIOYAET CIydYaH, KOrJa 3TO cOOBITHE MM OOCTOSATENLCTBO MMEET MECTO M CIIydaH, B KOTOPBIX OHO HE MMEET
Mmecta (He mpoucxoauT). Hampumep, "HeoOs3aTesIbHO 3aMEIICHHBINH apmin” O3HAa4aeT, YTO apWIbHBIN paguKai
MOJKET OBITh 3aMEUICHHBIM WJIA HE3aMCIICHHBIMH, M YTO OMUCAHUE BKJIFOYACT KaK 3aMCIICHHBIC apWJIbHBIC pa-
JTUKAJTBL, TAK M apUJIBHBIC PaIUKaIbl 0¢3 3aMCIICHHUS.

"dapmMarieBTHUECKH pUeMiIeMasi coiib" BKIIIOYAET U COJM NPHCOEIUHEHUS KUCIIOT, U COJIM IIPUCOEANHE-
HUs ocHoBaHuWil. [Ipenmonaraercsi, 4to (apManeBTUUECKH HpHEMIIEMas COJIb JI000T0 M3 TeTEPOLMKIMYECKUX
MIPOM3BOTHBIX COCTMHEHNH, ONTMCAHHBIX B HACTOSIIEM M300pETEHNH, OXBAThIBACT JIIOOBIE B BCe GopMBI dapma-
HEBTHYECKN MPUEMIIEMBIX cojiei. [IpenmouturensHbie GapManeBTUIECKH MpUEMIIEMBIC COCTUHEHUH, ONMMCaH-
HBIX B HACTOSIIEM H300PETEHHH, IPEACTABIIIOT CO00H (hapMarieBTHIECKH MIPUEMIIEMBIE COJIHM MIPUCOCIUHEHUS
KHCJIOT ¥ (papMaIieBTUIECKH TPUEMIIEMBIE COJIH PHUCOCTMHEHUS OCHOBAHHH.

"®@apmareBTHYECKU TprueMiIeMas COJIb TIPUCOSINHEHUSI OCHOBAHMSI" OTHOCHTCS K COJISIM, KOTOPBIE COXpa-
HSIOT OMOJIOTHYECKYIO d(P(PEKTUBHOCTh M CBOWCTBA CBOOONHBIX OCHOBaHHWH, KOTOPHIC HE SIBISIOTCS HEXKena-
TENBHBIMU B OMOJOTHYECKOM MIIM MHOM CMBICIIE, H KOTOpble 00pa30BaHbl HEOPraHMYECKUMH KUCIIOTaMH, TaKH-
MH KaK XJIOPOBOJOPOIHAsI KUCIIOTa, OPOMOBOIOPOAHAS KHCIIOTA, CEPHAs KHCIIOTa, a30THAs KHCI0Ta, pocdopHast
KHCIIOTa, HOJIOBOJIOPOAHAS KUCIOTa, (PTOPOBOJOPOAHAS KHCIOTa, (hochopHas KUCIOTa U T.II. Takke BKIIOUCHEI
coJIM, 00pa30BaHHbIE OPraHUYECKUMH KUCIIOTaMH, TAKUMH Kak ann(aTniecKue MOHO- U TMKapOOHOBBIE KHCIIO-
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ThI, (DEHUII-3aMCIIICHHBIC aTKAHOBBIC KHCIOTHI, THAPOKCUAIKAHOBEIC KUCIOTHI, AJTKCHOBBIC KHUCJIOTHI, apOMAaTH-
YECKHE KHUCIIOTHI, aTU(paTHICCKIE U apOMATUICCKHUE CYTh(OHOBEIC KUCIOTHI U T.JI., BKJIIOYAsl, HAIPUMED, YKCYC-
HYIO KUCJIOTY, TPU(PTOPYKCYCHYIO KHCIIOTY, IPOIMTHOHOBYIO KHCIIOTY, TIMKOJIEBYIO KUCIOTY, TUPOBUHOTPATHYIO
KHCJIOTY, IABENIEBYIO KHUCJIOTY, MaJCHHOBYIO KHCIIOTY, MAaJOHOBYIO KHCIIOTY, SHTAPHYIO KHCIIOTY, (hyMapoBYIO
KHCJIOTY, BUHHYIO KHCIIOTY, JJUMOHHYIO KHCIIOTY, OCH30HHYIO KHCJIOTY, KOPHYHYIO KHCIOTY, MHHIAIBHYIO KH-
CIIOTY, METaHCYIIb()OHOBYIO KHCIIOTY, 3TAHCYTH(OHOBYIO KHCIIOTY, M-TOIYOJICYTH()OHOBYIO KHCIOTY, CATUIIIIO-
BYIO KHCJIOTY U T.N. COOTBETCTBEHHO MPHUMEPHI COJEH BKIIOYAIOT CYJIb(haThl, MUPOCYIb(aThl, OUCYITb(ATHI,
Ccynmb(MUTHI, OUCYITBGUTHI, HUTPATHI, docdaTel, MoHOTHAPOhOCchaThl, muruapodocdarer, Metadocdarsl, MUPO-
dbocdatsl, xIOpUABI, OPOMUIBI, HOAWUIBI, alleTaThl, TPUPTOPALETATHI, MPOIMUOHATI, KANPIIATEI, H300yTUPATHI,
OKcaJlaThl, MaJOHATHI, CYKIMHATHI, CyOepaThl, ceOareTsl, GpymapaTsl, MaleaTbl, COIM MUHIAIBHOW KHCIOTHI,
OCH30aThI, XJIOPOCH30aThI, METHIIOCH30aThI, TUHUTPOOCH30aThI, (hTanaThl, OCH30JICYIb(POHATEI, TOTYOJICYIB(O-
HATHI, (PEHMITANICTATHI, UTPATHI, IAKTATHI, MAJIaThI, TAPTPATHI, MCTAHCYIb(OHATHI U T.I. TakkKe MPEIyCMOTPCHEI
COJI aMHHOKHCIIOT, TaKHE KaK aprHHATHI, TIIIOKOHATHI U TaJlaKTypoHATHl (CcM., Hampumep, Berge S.M. et al.,
"Pharmaceutical Salts", Journal of Pharmaceutical Science, 66:1-19 (1997)). Conu npucoeauHeHus coneil oc-
HOBHBIX OCHOBAHHH MOTYT OBITh IOJTydeHBI IYTEM OCYIIECTBICHHS KOHTaKTa (hOpM CBOOOTHOTO OCHOBAHHUS C
JIOCTAaTOYHBIM KOJHYECTBOM YKEITaeMOU KHCIOTHI, COIb TIPH ATO MOJIYYarOT B COOTBETCTBHHU CO CTIOCOOAMHU U Me-
TOIMKAaMH, 3HAKOMBIMHU CIIEIHAINCTY B JaHHOW obOnactu. "dapMarieBTHYECKH MpHeMieMas COlb IPUCOeINHE-
HUSI OCHOBAHHSA" OTHOCHTCSI K COJISIM, KOTOPBHIE COXPAHSIOT OMOJIOTHYECKYIO d(h(PEKTUBHOCTh M CBOMCTBA CBO-
OOIHBIX KHCIIOT, KOTOPHIC HE SBISIOTCS HEXKENATEIFHBIMU B OMOJIOTHYECKOM HIIM HHOM CMBICIE. DTH COIN 00-
pa3yroTcsl B pe3yibTaTe MPHUCOCTUHEHUS HEOPTaHMYECKOTO0 OCHOBAHHS MU OPTaHMYECKOTO OCHOBAaHUS K CBO-
OoxHO# kHCHOTY. DapManeBTHUCCKU MPUEMIIEMBIC COJTU MPUCOCIUHCHHS OCHOBAHUS MOTYT OBITH 00pa3oBaH C
METaJUIaMU WM aMUHAMH, TAKUMH KaK IIEJIOYHBIC METAJUIBI U MIEJIOYHO3EMEIbHBIC METAJUTBI WIIH OPTaHUICCKUE
amuHbl. Comy, SIBIIONIMECS MTPOU3BOJIHBIMU HEOPTAaHMUYECKUX OCHOBAHUIA, BKIIFOYAIOT CICAYIOIINE, HO HE Orpa-
HUYUBAIOTCSI IMU: COJH HATPUS, KaJUs, TUTHS, aMMOHUS, KaJIbIUs, MarHus, JKelie3a, [IMHKa, MU, MapraHIiia,
amroMuHuS 1 T.11. COIH, SBISIONIAECS MPOU3BOIHBIMHA OPTAaHUYCCKAX OCHOBAHHM, BKITFOUAIOT CICIYIOIIUE, HO HE
OTPAaHMUYMBAIOTCS UMH: COJHM NEPBUYHBIX, BTOPHYHBIX M TPETUYHBIX aMHHOB, 3aMEIICHHBIX aMHHOB, BKJIIOYAs
MPUPOAHBIC 3aMCEIICHHBIE AMUHBI, IUKIMYECKIEe aMUHBl U OCHOBHBIE MOHOOOMEHHBIE CMOIIBI, HAIlpUMEp, H30-
NPONHMJIAMHH, TPUMETHWIAMHUH, IUATWIAMHH, TPHUATHIAMHUH, TPUIPONHMIAMHH, 3TAaHOJAMWH, AWITAHOJIAMIH,
2-IMMEeTHIIAMIHOATAHOJ, 2-IUATHIAMUHOSTAHOI, AWIUKIOTEKCHJIAMHH, JIN3WH, apTHHUH, TUCTHINH, KO(EHH,
npokanH, N,N-TuOeH3WITHICHANAMIH, XJIOPIPOKanH, TUApabaMiH, XOIUH, OeTanH, STHICHANAMHH, dTHIICH-
TUAHWIAH, N-METHITTIOKaMIH, TIIOKO3aMHH, METHIITIIIOKAMUH, TEOOPOMUH, ITypPHHBI, TUIEPa3uH, THIICPHIIH,
N-3THIIHIIEpUIH, TIOTHAMUHOBBIC CMOJIEI 1 T.11. CM. Berge ¢ coagT., BhIIIIE.

Ecimu He yka3aHO MHaYe, MOIPa3yMEeBacTCs, YTO H300paKEHHUs, IPUBEICHHBIC B HACTOSIIEM TEKCTE, BKITIO-
YarOT COCIUHCHUS, KOTOPHIC OTIIMYAIOTCS TOJIHKO MPUCYTCTBHEM OJHOTO WK 0O0Jice M30TOIMHO OOOTAIeHHOTO
aTtoma. Hampumep, coeIMHCHHUS, IMEIONIHE YKa3aHHbBIC CTPYKTYPHI 32 HCKITFOYEHUEM TOTO, YTO BOJIOPOJI 3aMCHEH
JeiiTeprHeM WM TPUTHEM, HIIH YIIEepOs 3aMeHeH Ha oGoramennsiii “C- win "*C yriaepon, BXoasT B 06beM Ha-
cTosmmero packpbitusi. COCIUHCHUS COTIACHO HACTOSIIEMY H300pPETCHHIO MOTYT HEOOS3aTeNBHO COJICPIKATh
HETPUPOIHBIE TOJIM aTOMHBIX M30TOIIOB IO OJHOMY WJIM OOJBIIEMY YMCITy aTOMOB, BXOISIINX B COCTAaB TaKHX
coenHHeHHﬁ.I{aanMep,CoeﬂHHeHHHJMOFyT6Ln},MequLIH30TonaMH,TaKHNH1KaK,HaanMep,ﬂeﬁTepHﬁ(ﬁ{L
tpurmit (CH), #ox-125 (1) wu yraepon-14 (**C). IlpemycmoTpens! Bee m3oTomHsie 3amensl Ha “H, ''C, °C,
i, 15, 12N, BN, 15N, 19N, 10, 70, 1*F, 15, 6F, 7R, 18F, g, g 353 365 3¢1, 3cl, Br, *'Br, "I Bee mso-
TOTIHBIC BapUaHTHI COCTUHEHHUS COTIACHO HACTOSIIEMY M300pETEHHIO, BHE 3aBUCUMOCTH OT TOTO, SBIISIOTCS JIH
OHU PaJMOAKTUBHBIMY WA HET, BXOJIAT B 00bEM HACTOSAIICTO U300pPCTCHHUS.

B HeKOTOplbIX BapHaHTaX peanmaugm B COCJIMHCHUSX, PACKPBITHIX B HACTOSIIIIEM H300PCTCHUH, HEKOTOPHIC
WK Bce aToMbl - H 3ameHens! Ha aToMbl “H. CiocoObI CHHTE3a COJIepKANUX JCHTEPUNA 3aMEIICHHBIX POU3BOI-
HBIX TETEPOIMKINICCKUX COCITUHCHUN M3BECTHBI B TAHHON OOJACTU M BKIIOYAIOT, HCKIIOYUTEIEHO B Ka4eCTBE
HCOTPAaHMYUBAOIIETO IPUMEPA, CICTYIONIIE CIOCOOBI CHHTE3A.

"Vxopmsmas rpynmna’ onpeaensercs Kak TEpMHUH, MOHATHBIH CpeJHEMY CIICIHAINCTY B JAaHHOH 00JacTH,
T.€. 9TO TPYIIa Ha yIiepoje, IAe MOCciIe Peakuu oO0pa3yeTcss HoBas CBsI3b, U KOTOPYIO YIJIEPOJ TEPSET MOCie
o0pa3oBaHUs 3TOH HOBOW CBS3W. THIMYHBINA TIpUMEp MPUMEHEHUS MOIXOAIICH YXOIAIISH IPYIIbI MPEACTaB-
JSIeT coGOH PEaKIMIo HyKICOpHILHOTO 3aMEIICHHs, HAIPHMED, HA SP -THOPHAN30BAHHOM yriepose (Sn2 Win
Sy1), HampuMep, TIie yXoAsIas rpyIra mpeacTaBiseT co0oi rajJoreH, Takol Kak OpoM, a yIacTBYIOIIee B peak-
IIMU BEIECTBO IMPEACTaBIsAET cO00H OeH3mIOpomMua. Jpyroil THIUIHBIN MPUMEpP TaKOH peakIuu MPEACTaBIISICT
co0oit peaknuto apoMaTuieckoro HykiaeodusHoro 3amemienus (SNAr). JIpyroit npumep mpenctaBiseT coooi
PeaKIuio BHEIPCHUS (HATIPUMeED, C IIEPEXOTHBIM METANIOM) B CBSI3b MEXKIY apOMAaTHYECKAM YYACTHUKOM peak-
WY, HECYIIEM YXOIAIIYIO TPYIIY, [0 MEXaHHU3My BOCCTAHOBUTEIBHOTO cOoueTaHus. "Yxojsmas rpynmna" He
OTPAaHUYUBACTCS TAKMMU MEXaHUCTHYCCKUMHU OTPAHUYCHUAMU. [IpUMeEpBl MOAXOISIUX YXOMSAIIMX TPYIII
BKITIOYAIOT TalloreHbl (PTop, Xiop, OpoM mid Hox), Heo0A3aTENFHO 3aMEIICHHBIC apHJI- WITH aJIKWICYIb()OHATHI,
tdocdonarer, asunsl u -S(0),.,R, rne R mpencrasiser coboit, HanpuMmep, HEOOS3aTEIEHO 3aMCIICHHBIA aKUIL,
HEoO0s3aTeTbHO 3aMEIICHHBIN apwil WM HEoOsA3aTeNBPHO 3aMEIICHHBIN TeTepoapml. CrenuaincTsl B 00JacTh
OPTaHMYECKOTO CHHTE3a JIETKO MACHTU(PHUIHPYIOT MOIXOAAIINE YXOISIIHE TPYIIIBI I TIPOBEICHUS HEOOXOIH-
MO pEaKIMy B Pa3iIMYHBIX PEaKIMOHHBIX YCIOBHSIX. HeorpaHmumBaromue IpuMepbl U XapaKTEPUCTHKH yXO-
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JUIIMX TPYIIT MOKHO HalTH, HanpuMmep, B kaurax Organic Chemistry, 2-e u3n., Francis Carey (1992), c. 328-331;
Introduction to Organic Chemistry, 2-¢ u3n., Andrew Streitwieser, Clayton Heathcock (1981), ¢. 169-171; u Or-
ganic Chemistry, 5-e m3a., John McMurry, Brooks/Cole Publishing (2000), c. 398 u 408; Bce 3TH UCTOYHUKH
BKITIOYEHBI B HACTOSIIUI TOKYMEHT MOCPEICTBOM CCHUIKH.

"3ammTHas rpymnmna” OTHOCUTCS K TPYIIIE aTOMOB, KOTOPBIE MAaCKUPYIOT WIH OJOKHPYIOT PEAKIIMOHHYIO
CHOCOOHOCTh (PYHKIIMOHATIBHOHN TPYyMITEl B MoJieKyJie. OOBIYHO 3aIIUTHYIO TPYIIITY MOYKHO IIPH KEJTaHUU CEeJeK-
THBHO yJIaJWTh B X0OJ¢ CHHTE3a. [I[pruMepsl 3aIUTHBIX TPYII MOXKHO HaiTH B kKHUTax Wuts & Greene, "Greene's
Protective Groups in Organic Synthesis", 4-e u3z., Wiley Interscience (2006), u Harrison ¢ coaBt, Compendium
of Synthetic Organic Methods, Toma 1-8, 1971-1996, John Wiley & Sons, NY. ®yHKuHOHaIBHBIE TPYHIIBL, KO-
TOpBIE MOTYT UMETh 3AIIUTHYIO TPYIITY BKIIOYAIOT CICIYIOIINE, HO HE OTPaHMYMBAIOTCS UMH: THAPOKCH-, aMHU-
HO- U KapOokcurpynmsl. [IpencraBurenbHble aMHUHO3ALIUTHBIE TPYIIIBI BKIIIOYAIOT CIIEyOIINe, HO HE OrpaHu-
yuBatoTcs uMu: Gopmui, anetuia (Ac), Tpudropanerni, 6enzumn (Bn), 6ensomn (Bz), kapbamar, GeH3mIIOKCH-
kap6onun ("CBZ"), n-merokcubensuinkapoonmn (Moz wim MeOZ), TperoyTokcukapoonmi ("Boc"), Tpumern-
cumun ("TMS"), 2-tpumermncummmtancyabonnn ("SES"), TpuTHI 1 rpynmnel 3aMENIEHHOTO TPUTHIIA, ajuld-
nokcukapoonmi, 9-¢payopenunmerokcukapoonmn ("FMOC"), Hutpo-Beparpmiokcukapoonun ("NVOC"), n-
MeTokcubensmt (PMB), Tosun (Ts) u T.11.

"CompBaT" MOXET BKIIIOYaTh, HO HE OTPAaHUYMBACTCS CIECAYIONIUMH: COJIbBAT, KOTOPBI COXpPAaHSET OJUH
wir 6osiee BUOB aKTUBHOCTH W/YUTH CBONHCTB COSAWHEHHS, U KOTOPHIN HE SBIISETCS HEXeIaTeIbHBIM. [IpruMepst
COJIbBATOB BKIIIOYAIOT COEAWHEHHE BOOH, M3OMPOMAHOJIOM, 3TaHOJOM, MeTaHoimoM, JIMCO, stumaneratom,
YKCYCHOW KHCIJIOTOH, STAHOITAMHHOM WM X KOMOWHAIIMAMH, HO HE OTPAaHUYUBAIOTCS ITHM.

"Coup" MOXKET BKJIIOYATH CJIEIYIOIINE, HO HE OTPAHMYUBAIOTCSI HIMH: COJIM, KOTOPBIE COXPAHSIOT OJIUH WIIN
OoJiee BU/IOB aKTMBHOCTH M CBOHCTB CBOOOJHBIX KHCJIOT, M KOTOpBIC HE SIBISIOTCSA HeAenaTeNlbHbIMU. Vmmroct-
paTuBHBIE MPUMEPHI COJIEH BKIIOYAIOT CIEYIOIINE, HO HE OTPAaHWYMBAIOTCS UMH: CYIb(aThl, MUPOCYIb(ATHI,
oucynbdatel, cynbhuThl, OucynbuThl, Gocdartel, MoHOTHAPOhOChaThl, quruapodocdatsl, Metadocdarsl, nu-
podocdaTel, XITOPUIEI, OPOMUABI, HOTUMIBI, alleTaThl, MPOMHOHATHI, ICKAHOATHI, KallPHUIAThl, aKpHiIaTkl, (op-
MHAThI, H300yTUPATHI, KAIPOATHI, TENTAHOATHI, POIHOJIATH], OKCAJIATHl, MAaJOHATHI, CYKIIMHATHI, CyOepaTsl, ce-
Oamatel, Gpymaparel, MayeaTsl, OyTHH-1,4-TH0aThI, TeKCHH-1,6-TH0aThI, OEH30aThl, XJIOPOEH30aThl, METHUIOCH-
30aThl, TMHUTPOOECH30aThI, THAPOKCUOCSH30aThI, METOKCHOEH30aThI, (pTanmaTsl, Cyab(OHATH, KCUICHCYIb(OHATHI,
(hennnamerarsl, GEHUIPONUOHATHI, PEHUIOYTHUPATHI, UTPATHI, JAKTATHI, y-THIAPOKCHOYTHPATHI, TIIUKOJITHI,
TapTpaThl, METAaHCYIH(POHATHI, MPOMAHCYIb()OHATHI, HadTaIHH-1-cynbdoHaTh, HadTaIHH-2-CYyJIb()OHATEI U CO-
JIM MUHIATBHONW KHUCIOTHL. "PacTBOpUTENE" MOXKET BKIIOYATh, HO HE OTPAHMYUBAETCS CICAYIOMAMHU: HETOJSP-
HBIH, TOJSIPHBIN alPOTOHHBIA W MOJISIPHBIN MPOTOHHBIA PacTBOPUTENH. MILTIOCTpaTUBHBIC PUMEPHI HEMOJISP-
HBIX PACTBOPUTEJIEH BKIIIOYAIOT CIIEAYIOIINE, HO HE OTPAaHWYMBAIOTCS UMH: [ICHTaH, UKJIONICHTaH, TeKCcaH, K-
Jorekcas, OeHsoun, Toiryon, 1,4-nuokcaH, xJiopohopM, AUITHWIOBEIH 3up n auxiopmerad ([XM). Mnnrocrpa-
THUBHBIE TIPUMEPHI TMOJSIPHBIX ANPOTOHHBIX PACTBOPUTENECH BKIIOYAIOT CJEIYIOIINE, HO HE OTPaHUYMBAIOTCS
umu: Terparuapodypan (TI'D), stunanerar, aneron, mumetrmwipopmamun (IMDA), anerorurpun (MeCN), au-
metmicynbdokenn (JJMCO), autpomeTan u nponmieHKapOoHart. MiumrocTpaTHBHBIE TPUMEPHI TOJIIPHOTO TIPO-
TOHHOTO PacTBOPHUTEIIS BKIOYAIOT CIEAYIONIHE, HO HE OTPaHMYMBAIOTCS IMU: MypaBbHHAS KACIOTa, N-0yTaHOI,
n3onponanoi (IPA), n-mpomaHo1, 3TaHOJ, METAHOJI, YKCYCHasl KHCIIOTHI U Boja. "IlepexomHbrii MeTain" MOKET
BKITIOYATH CIIEAYIOIINE, HO HE OTPAaHWYMBAIOTCS MMU: CKaHIUH, THTAH, BaHAJAWN, XpOM, MapraHer], )KeJe30, KO-
0aybT, HUKENb, MENlb, [IMHK, UTTPUH, IUPKOHWM, HUOOUH, MOJIMONCH, TEXHEIMH, PYTeHUH, POIUM, TalIaani,
cepebpo, kaamwuid, radhHUH, TaHTAI, BOIbGPaM, PeHUH, OCMUM, UPUIUH, TIIATHHA, 30JI0TO, PTYTh, Pe3epPOpanii,
IyOHUi, cubporuii, 60puii, Xaccuid, MEHTHEpH, YHYHHWINH, yHYHYHUH U YHYHOUH.

"Kucnora" oTHOCHTCSI K MOJIEKYJIaM HJIM HOHaM, CIIOCOOHBIM OT/AaBaTh I'MAPOH (IIPOTOH WIIM MOH BOJOPO-
na H+), wmy, nnade, cnocoOHBIM 00pa30BEIBaTh KOBAIEHTHYIO CBS3b C 3JEKTPOHHOW Mapoi (Harmpumep, KUCIo-
Toii JIptonca). Kncimorsl MOTYyT BKIIIOUATh CIIEAYIOIIHE, HO HE OrPaHMYMBAIOTCS MMH: MUHEpaJbHbIE KHUCIOTHI,
Cy/b()OHOBBIE KHCIIOTHI, KApOOHOBBIE KUCIIOTHI, T'AJOT€HUPOBAaHHBIE KapOOHOBBIE KHCIIOTHI, BAHWII-KapOOHOBHIC
KHCJIOTHI M HYKJICHHOBBIC KUCIOTHL. VILTIOCTpaTHBHEIC MPUMEPBI MUHEPAIBHBIX KHCIOT BKIFOYAIOT CICAYIOIINE,
HO He orpanmuuBatorcs nmu (HCI), 6pomoBomopoaHas kuciora (HBr), lomoBomopoanas kuciota (HI); ramore-
HOKCOKHUCIOTHI: runoxyiopHas kuciora (HCIO), xmopucras kucmora (HCIO,), xmoproBatas kucinora (HCIOs),
nepxiopHas kucnora (HCIO,) 1 cOOTBETCTBYIOIKE aHANIOTH ISl OpoMa M Wozda, M (PTOPHOBATHCTAs KHUCIOTa
(HFO); cepnas kuciota (H,SO,); dTopcynshonoBas kucnora (HSOsF); azotnas kuciora (HNOs); docdopnas
kucnora (H3PO,); rekcadpropoantumonat Bomopoaa (HSbFy); dTopbopryto kucinory (HBF,); rekcadropdoc-
dbopuas kuciota (HPF¢); xpomonas kucnota (H,CrOy4) u 6opras xkuciota (H;BO3). MimrocTpaTuBHBIE PUMEPHI
Cyb(OHOBBIX KHCJIOT BKIIIOYAIOT CIEAYIOIINE, HO HE OIPaHUYMBAIOTCS UMH: METaHCYJIb(OHOBAsI KUCIIOTa (MM
mesmnat, CH3SO;H), arancynedonoBas kucnora (wim 33mwiat, CH3;CH,SOsH), 6en3oncynshonoBas Kucimora
(wmn  O6emsmnoBas  kucnotel, CgHsSO3;H), n-tomyoncynedoHOBas KHCIOTa (MM TO3WIOBAas KHCIOTA,
CH;CsH4SO;H), tpudropmerancynspoHoBas kuciora (wiau Tpuduarnas kuciora, CF;SOsH) u mommctupon-
cynb(oHoBas kuciora (cynbdorupoBanusiii nomuctupo, [CH,CH(CsH,)SO5H],). MimrocTpatuBHBIE TPUMEPEI
KapOOHOBBIX KHCIIOT BKIIIOYAIOT CJICAYIONINE, HO HE OrpaHWYMBAaIOTCs MMU: ykcycHas kucinora (CH;COOH),
mumonHas kuciora (CgHgO;), mypaBpmnas kucimora(HCOOH), rmoxonoBas kuciora (HOCH,-(CHOH),-
COOH), momnounas xucnota (CH3;-CHOH-COOH), maseneBas kucinora (HOOC-COOH) u BuHHas KHCIOTa
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(HOOC-CHOH-CHOH-COOH). MnnroctpaTHBHBIE NPUMEPH I'aJOT€HKapOOHOBBIX KHCJIOT BKIIOYAIOT Clle-
JyIOIMe, HO HE OTPaHMYMBAIOTCS UMHU: (PTOPYKCYCHasl KUCIIOTa, TPU(PTOPYKCYCHas! KUCIOTa, XJIOPYKCYCHAsI KH-
CJI0Ta, TUXJIOPYKCYCHasl KHCIOTa M TPUXJIOPYKCYCHasl KHUCIOTa. VITOCTpaTHBHBIE TPUMEPHI KapOOHOBBIX KH-
CJIOT CO CBOMCTBAaMH BHHIUIOTOB BKIIIOUAIOT CIEAYIOIINE, HO HE OrPAaHMYMBAIOTCS UMHU: aCKOPOMHOBAS KHCIIOTA.
WnmocTpaTHBHBIE TPUMEPHl HYKIEWHOBBIX KHCJIOT BKITIOYAIOT CICIYIOIINE, HO HE OrPaHMYMBAIOTCS MMH: Jie-
3okcuprOonykiIenHoBas kuciora (JIHK) u pubonykmennoBas kuciota (PHK).

"OcHoBaHHe" OTHOCUTCS K MOJIEKYJIaM WJIH HOHAM, CITOCOOHBIM IMPUHUMATD ITPOTOHBI OT JJOHOPA MPOTOHOB
n/unm oOpa3oBeIBaTh rUApokcua-noHbl (OH). MimocTpaTuBHBIE TPUMEPHl OCHOBAaHWH BKITIOYAIOT CJICTYIOIINE,
HO HE OrpaHM4MBaIOTCs MMH: ruapokcun amomuHus (Al(OH);), rugpokenn ammonmus (NH4OH), rugpokcnn
mblimbsika (As(OH);), ruapokenn 6apust (Ba(OH),), ruapokcun 6epmumms (Be(OH),), ruapokcun Bucmyta (111)
(Bi(OH);), runpokcun 6opa (B(OH)3), runpokcun kagmus (Cd(OH),), runpokcua kansuus (Ca(OH),), ruapo-
keuna nepus (1) (Ce(OH)3), ruapokcun uesus (CsOH), ruapokcun xpoma (II) (Cr(OH),), ruapokcun xpoma
(IIT) (Cr(OH);), rugpokeux xpoma (V) (Cr(OH)s), ruppokcun xpoma (VI) (Cr(OH)g), runpokcun xobansta (I1)
(Co(OH);), tuppokcun kobanpra (III) (Co(OH);), rumpokcun memu (I) (CuOH), rumpokcua wmemm (1)
(Cu(OH),), ruapoxcun rammsa (II) (Ga(OH),), rumpokcun rammust (III) (Oa(OH)s), runpokcun 3omota (1)
(AuOH), runpoxkcun 3omota (III) (Au(OH);), ruapoxcun uuaaus (I) (InOH), runpokcun wamus (II) (In(OH),),
ruapokcua uaaus (I11) (In(OH);), ruapoxeun upumaust (I11) (In(OH);), ruapokcun xenesa (I1) (Fe(OH),), ruapo-
kenn skene3a (II1) (Fe(OH)s), rumpokcun nmantana (La(OH), ruapokcun ceunma (II) (Pb(OH),), rumpokcun
ceunna (IV) (Pb(OH),), ruapokcua mutus (LiOH), ruapoxcuaa maraus (Mg(OH),), runpokcun maraus (1)
(Mn(OH),), ruapokcun mapranma (IIT) (Mn(OH)s), ruapokcnn mapranma (IV) (Mn(OH),), runpokcua Mapranna
(VII) (Mn(OH),), runpoxeun prytu (I) (Hg,(OH),), runpokenn pryru (II) (Hg(OH),), ruapoxcna MonubaeHa
(Mo(OH);), rumpokcun ueogmma (Nd(OH);), okco-ruapokcun Hukens (NiOOH), ruapoxcun wukens (1)
(Ni(OH),), runpoxcun Hukens (III) (Ni(OH);), rugpokenn nHuobms (Nb(OH);), rumpoxcnm ocmus (IV)
(Os(OH),), ruppokcua namnaaus (II) (Pd(OH),), runpoxcun namwtamus (IV) (Pd(OH),), ruapoxcun riatussl (11)
(Pt(OH),), ruppokcun mmarunsl (IV) (Pt(OH)4), ruapokcun mryronust (IV) (Pu(OH),), rumpoxcna kamus
(KOH), runpokcun pamust (Ra(OH),), runpokcun pyoumus (RbOH), runpokenn pyrenus (I1I) (Ru(OH);), rumn-
poxcuna ckanaus (Sc(OH)s), runpoxcua kpemuans (Si(OH)4), ruapoxcun cepedpa (AgOH), ruapoxcua HaTpus
(NaOH), rumpokcua ctpornus (Sr(OH),), ruapokcun tantana (V) (Ta(OH)s), ruapokcunm texaenus (II)
(Tc(OH),), rtuapoxcun tperpamermammonnst (C4H,NOH), Tamms ruapoxcun (1) (TIOH), runpoxcun Tammms (111)
(TI(OH)3), ruapoxcun Topus (Th(OH),), rumpokcun onosa(Il) (Sn(OH),), ruapoxcua omosa(IV) (Sn(OH),),
ruapokcua tatana (I1) (Ti(OH),), ruapokcun turana (I11) (TI(OH);), ruapokcun tutana (IV) (Ti(OH),), ruapo-
keun Boabdpama (II) (W(OH),), ruapokcun ypanuna ((UO,),(OH)4), runpokcun Banaaus (11) (V(OH),), ruapo-
keun Banaaus (I1I) (V(OH);), rugpokenn Banaus (V) (V(OH)s), ruapokcun urrepoust (Yb(OH);), runpokcnn
urtpus (Y(OH);), runpokcun nunka (Zn(OH),) u ruapokcun uupkonus (Zr(OH),).

B HekoTOpBIX BapHaHTax peanu3aliu CocoObl (TIPOIECcCH), PACKPBITHIC B HACTOSIIIIEM M300pPETEHNH, MO-
TYT peajM30BBIBAaTHCSI OJJHOBPEMEHHO, B ITOCJIEI0BATEILHOCTH, OIMMCAHHON B HACTOSIIEM W300pETEHHH, HIIH B
JTF000M BO3MOYKHOM MOPSIIKE.

B HexoTOphIX BapHaHTax peaqu3aliy crocoda TeMmepaTypa PacKphITBIX PEakIi MOKET OBITh BBIOpaHa
TaKUM 00pazoM, YTOOBI MAKCHMHU3HUPOBATh CKOPOCTh PEAKIMY IpH OoJiee BRICOKHX TEMIIEpaTypax, C COXpaHEeHH-
€M aKTHBHOCTHU peakuuu A 3G PeKTHBHOTO cHHTE3a. B HEKOTOPHIX BapHaHTaX pealn3alldil PEaKIHiO IIPOBOIAT
npu Temmeparype npuMepHo 5-150°C, Hanpumep npumepro 5-150°C, mpumepHo 5-130°C, mpumepro 5-110°C, npu-
MepHO 5-90°C, mpumepno 5-70°C, mpumepro 5-50°C, nmpumepHo 5-30°C, npumepno 5-10°C, npumepro 10-150°C,
npumepHo 10-130°C, npumepno 10-110°C, npumepro 10-90°C, npumepro 10-70°C, npumepro 10-50°C, mpu-
MepHo 10-30°C, mpumepno 30-150°C, npumepno 30-130°C, npumepno 30-110°C, npumepno 30-90°C, mpumep-
Ho 30-70°C, mpumepno 30-50°C, mpumepno 50-150°C, mpumepno 50-130°C, npumepno 50-110°C, npumepHo
50-90°C, mpumepno 50-70°C, mpumepno 70-150°C, nmpumepno 70-130°C, mpumepno 70-110°C, mpumepHo
70-90°C, mpumepno 90-150°C, npumepno 90-130°C, npumepno 90-110°C, mpumepno 110-150°C, npumepno
110-130°C mnmu nmpumepro 130-150°C. Crocob monyuenus coenuaenuit popmysl (1) u (4) B HacTosmem u3o-
OpeTeHnH pacKPBIT CIOCO0 MoTydeHus coequHeHus Gopmynsl (1)

CO,R, Rs Rs Ry
R3 N3 N
N
Ry 2
R A R R (),
WIIM €r0 COJIH, BKIIIOUANOIIUH OCYIIECTBIEHHE KOHTAKTa COeaMHEHUs (hopMyJInl (2)
COR,
R3 N3
RS CHO
Rs 2),

WJIM €T0 COJIU ¢ coeauHeHneM (Gopmydsl (3)
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Rs R @),

WM €T0 COJIH,
rae R mpencraenser coboi H wimi aMUHO3aIIMTHYO TPYIIITY;
R, mpencrasmister coboit H, C,.j ankui, C;_jo TaJIOTEHATKWI WU apyiT; 0
Kaxae1id R3 He3aBucuMo npeacrasisieT coboit H, ranmoren, C. ;g ankwi, Ci_jo TAJIOTEHATKWIT WU apHIL.
B HexoTOphIX BapuaHTaxX peanu3anuu coeauHeHrne Gopmyisl (1) UM €ro cob UMEET CTPYKTYpPY (op-
MYJIEI (4)

COMe Boc
N3 N
/ ;
H “4).

Crioco6 monydyeHus coequHeHui Gopmysl (5) u (6)
B HacTos1eM H300peTeHUN PACKPBIT CIIOCO0 TOTYYCHUS coeTuHeHHS HopMyIbI (5)

C02R2 R3 R3 ,R’l
Rs _N, N
N
R3
Re R T 5.
WJIM €TO COJIM, BKITIOYAIOIIMK OCYIIECTBICHNE KOHTaKTa coeAnHeHns hopmynsl (1)
CO5R, R, Rs R
R3 N3 N
N
Ry 7
R, H R R (1),

WM €T0 COJIU C KaTaIU3aTOPOM,
rae R nmpencraenser coboii H wimi aMUHO3aIIUTHYO TPYIIITY;
R, mpencrasnset coboit H, C. ankwmi, C;.jg raIOreHATKI WIH APy, U
Kaxapid R3 He3aBucuMo mpeacrasisier codoit H, ranoren, C. ;g ankwi, Ci_jo TAJIOTEHATKWIT WU apHIL.
B HexoTOphIX BapHaHTaxX peaqu3anuu coeauHeHrne GopMylbl (5) UM €To COob UMEET CTPYKTYpPY (op-
MYyJIHI (6)
CO,Me Boc

N, N

Crioco6 mosydenust coeanHeHui popmyist (7) u (8).
B Hacrosimem n3o00peTeHun pacKphIT criocod MoydeHust coiau Gopmyasl (7)

o ®
O o]
R3 R, Ry
R3 N, ;—_‘: CN
N
=
R3 R
Rs Rs Ra ).

BKJTFOYAIONINH OCYIIECTBIICHNE KOHTAKTa COeTMHEHUS (OPMYIIBI (5)

COR: R, R, R,
R3 /N\ N
N
R3
Rs Re Rs ),

WJIM €TO COJIM C TUIPOKCUIOM METaa,
rae R mpencraenser coboii H wimi aMHHO3aIIUTHYO TPYIIITY;

R, mpencrasnset coboit H, C;.j amkui, C;._jy TaIOTCHAIKII WM apyJ;

Kaxapid R3 He3aBucumo npeacraisieT coboii H, ranoren, C,. o amkui, C;_jo TaTOTEHAIKWIT WA apuiT; U

A TipencTaBisieT co00i KaTHOH.

B HEexoTOpBIX BapHaHTaxX pean3aliy KaTHOH MPEJCTABISICT COO0H HEOPTaHUIECKUH KaTHOH WJIM OpPTaHH-
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YECKHI KATHOH. B HEKOTOPBIX BapHaHTaX pealn3alliil KATHOH MPEICTABISCT co00# KaTHOH MeTaiuta. B HekoTo-
PBIX BapHaHTaX pealin3allii KaTHOH MeTaJlla MPEeJCTaBsieT cCOO00 KaTHOH IMENIOYHOTO MeTauia. B HeKOTOpBIX
BapUaHTaX peajr3aliyi KaTHOH IIEJIOYHOTO MeTaljia KATHOH JINTHS.

B HEKOTOpBIX BapHaHTax peaau3anui cob Gopmymsl (7) uMeeT cTpYKTYypy GhopMys (8)

CO,Li

lBoc
-
N 5
= H ®).

Crioco6 mosryuenust coequuaeHuit popmynst (9) u (10).
B HacrosmmeM n300peTeHNHN PACKPBIT CIIOCO0 MOIYISHUS COeTUHEHUS GOpMYIIBI (9)

CONH2

RS R3 ,R 1
Rs _N, N
N
Rs
Rs Ry Rs )

nJIn €ro COJIy, BKHIO‘{aIOIIIPII;'I OCYHICCTBJICHUC KOHTAKTa COCANHCHUA (l)OpMyJ'II)I (7)
A

o ®
O 0O
R3 R; Ry
Rj; =N, AQ_CN)
— N
R3
Ry R R ),

WM €T0 COJIU C PEareHTOM JJIsl PEaKI[Ui COUYCTaHUS U THIPOKCUIOM aMMOHHUS,

rae R mpencraenser coboii H wimi aMUHO3aIIUTHYO TPYIIITY;

R, mpencrasnset coboit H, C;.j amkui, C;_jy TaIOTCHAIKII HIH apyJ;

Kax bl R; He3aBucumo npezacrasisiet coboit H, ranoren, Ci. g ankui, C;. g TaOTeHAIKI WIH apWT;, U

A mpezcraBisieT OO0 KaTHOH.

B HekoTOphIX BapHaHTaX peau3aliy KaTHOH MPEACTaBIIeT COO0M KaTHOH MeTaia. B HEKOTOPBIX Bapu-
aHTaX peali3aliy KaTHOH METaJlIa MPEACTaBISIET COO0M KATHOH IIEIOYHOTO MEeTallTa. B HEKOTOPHIX BapuaHTax
peaNn3anyuy KaTHOH IIeIOYHOTO MEeTajlla MPEeACTaBIsIeT cOO0H KaTHOH JIMTHS. B HEKOTOPHIX BapuaHTaX peaju-
3aIM PeareHT IS peakiuii coueTanus npeactarisier codboit CDI (kapOOHUITMUMHUIA30T).

B HexoTOphIX BapHaHTaxX peaqu3anuu coeauHeHrne GopmMyibl (9) UM €ro colb UMEET CTPYKTYpPY (op-
Mmybl (10)

CONH,

Boc
O
N 5
= H (10).

Crioco6 nosyuenust coeauHenuit popmyast (11) u (12).
B Hacrosimem n300peTeHun pacKphIT criocod Mory4eHust coan popmyst (11)
O
R CONHz Ry, R, @ o%=0
3

H,0

R:
: R Rz Rs
3 (11),

BKITIOYAFOIIUI OCYIIECTBICHUE KOHTAKTa COeMHEHUS Gpopmysr (9)

CONHz R 3 Rs Ri
R3 /N\ N
~ N
R3
R3 R:; Rs ),

WJIN €T0 COJIH C Iapa-ToyoJcyIb(pOHOBOM KnucinoTsl MoHoruaparom (pTSA-H,0),

rae R, mpencrasmnsier coboit H mimn aMHHO3aITUTHYIO TPYIITY;

R, mpencrasmiser coboit H, C_j ankui, C;_jo TaJIOTeHATKWI WU apuiT; 0

Kaxap1id R3 He3aBucuMo npeacrasisieT coboit H, ranoren, C.j ankwi, Ci_jo TAJIOTEHATKWIT WU apHIL.
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B HekoTophIX BapnaHTax peanusanuu coib popmyisl (11) nmeer ctpykrypy dopmyst (12)

CONH, ®
=N, NH»,
H
(12).

Crioco06 morydeHust SJHAHTHOMEPHO 00O0TaIeHHOTO (S)-Hupamapuda To3uiaTa MOHOTHIPATA.
B nHacrosmieM M300peTeHNH PACKPHIT croco0 MOJydeHUsT YHAaHTHOMEPHO oboramieHHoro (S)-Hupamnapuda
TO3IIaTa MOHOTHApaTa Gopmysr (12)

T,

(12),

BKJIIOYAIONTHI

a) OCYIIECTBJICHHE KOHTaKTa cMecH, coaepxkamier (R)-aupanapud To3mmaT MoHoruapat u (S)-Hupanapud
TO3WJIAT MOHOTHIPAT, C BOJOU U TIEPBBHIM OPTaHUYECKIM PaCTBOPHUTEIIEM;

b) otnenenue (S)-Hupanapuba To3WIaTa MOHOTHApATA OT YKa3aHHOW cMecH (GHIbTpaluel ¢ MOoyIeHHEM
SHAHTHOMEPHO oboramieHHoro (S)-Hupanapuba To3WIaTa MOHOTHIPATA; U

C) OCYILECTBIICHIE KOHTAKTa YKa3aHHOTO YHAHTHOMEPHO oboramieHHOro (S)-Hupanapuda To3miata MOHO-
THIIpaTa CO BTOPHIM OPTaHUYECKAM PACTBOPHUTEICM, BOJIOW WM JIFOOON MX KOMOWHAIIMEH C MOJyYCHHUEM KpH-
CTAJUTMIECKOH (POPMBI SJHAHTHOMEPHO 00OTaNeHHOTO (S)-Hupanapuda To3uIaTa MOHOTHIPATA.

B HEKOTOpBIX BapuaHTax pealu3alyd CIoco0 TOMOMHUTEIHHO BKIFOYACT MOKPBIA TOMOJ KPHCTaJLTHYC-
CKOM (hOpMBI FJHAHTHOMEPHO O0OTalIeHHOTO (S)-HHupamaprba To3uiIaTa MOHOTHApaTa. B HEKOTOPHIX BapHaHTaX
peanu3anuy CIoco0 OMONHUTEIHHO BKIIOYACT IPOKAIMBAHHE YKA3aHHOTO SHAHTHOMEPHO OOOTAaIeHHOTO
(S)-Hupanapuba To3uaaTa MOHOTHApATA ¢ MPUMEHEHHEM OJIHOTO HIIM 00Jiee TEMIIEPATYPHBIX IIUKIIOB.

Takke B HaCTOSIEM H300PETECHUH PACKPBIT CIOCOO TMONYYCHHS HHAHTHOMEPHO OOOTAIleHHOTO
(S)-aupanapu6ba Tozunara MoHoruapaTa Gopmysr (12)

(@]

|
CONH, =

@ O—Q
/N\ NH2
\N< >"-< > H,0
H

BKJTIOUAIOITUH
a) OCyILIECTBIICHHE KOHTaKTa coi popmyisl (13)

JBoc
N
H

* EtSO5;H (13)
C THIPOKCHJIOM HATPHS M TOJIYOJIOM C TIOJTydeHHueM coenuHeHus popmysr (14)

JBoc

H (14),

b) ocyuiecTBiieHHE KOHTaKTa coeauHeHMs Gopmyisl (15)
CO,Me

CHO (15),
¢ a3unoM Hatpus, stunanetaroM 1 JIMCO c nonmydenueM coenuaeHus popmyist (16)
co,Me

o
CHO(16),

C) ocyImiecTBIIeHHe KOHTakTa coeauHenust popmysl (14) ¢ coequaenneM popmynsl (16) u TOVYK ¢ momy-
YeHUEeM coeMHEeHUS HopMyIsI (4)
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CO.Me Boc
N ~
2 H

H )

d) ocymectBienne KoHTakTa coenuHeHHs Qopmynsl (4) ¢ Tpudropmerancynbdonatom wmenu (II)
(Cu(OTH),), TT'® u TomyosI0M C IOTyIeHHUEM CoeTMHEHHs (opMysI (6)
CO,Me

Boc
O
N g
= H (6);

€) OCYIIECTBIIEHHE KOHTaKTa coenHeHuUsT PopMyIsl (6) ¢ THAPOKCHUIOM JINTUS U OTAHOJIOM C TIOJydeHUEM
cos hopMyIkl (8)
CO,Li Boc

_N, N

f) ocymecTBnenne kontakra comu Gopmyisl (8) u CDI, TOVK, N,N-mumetundopmamuaom (JIMDA) u
TUAPOKCUIOM aMMOHHS ¢ TIONydeHueM coeauHenus Gopmyasl (10)
CONH, Boc

_N, N
200

g) OCYILECTBIICHUE KOHTAaKTa coequHeHus Gopmyisl (10) ¢ n-Tomyoncyiab(pOHOBON KUCIOTHI MOHOTHApA-
ToM (pTSA-H,0) u TT'D ¢ momyuenuem (S)-Hupamapuda To3mnara MoHoruapaTa Gopmynsr (12)

CONH, ®
/N\ NH,
H
(12);

h) ocymectBnenue konTakra (S)-Hupanapubda To3uiaata MoHoruapara Gopmynsl (12) ¢ aleTOHUTPUIOM U
BOJIOH C MOJIy4E€HUEM CMECH;

1) ornenenue (S)-HUpanapuba To3MIaTa MOHOTHIpATa OT YKa3aHHOM cMecH (DMiIbTpalnueil ¢ moyrydeHueM
9HaHTHOMEPHO oborameHHoro (S)-Hupanapuba To3uIaTa MOHOTHIPATA; U

J) ocyliecTBIEHHE KOHTAKTa YKa3aHHOTO YHAHTHOMEPHO oOorarieHHoro (S)-Hupanapuba To3unaTa MOHO-
rugpatra ¢ JAMCO u BOJOH C IOJNydeHHEM KpPUCTAUIMYECKOW ()OPMBI DHAHTHOMEPHO O0O0OTalIeHHOTO
(S)-aHupanapunba To3uIaTa MOHOTHAPATA.

B HexoTOpBIX BapuaHTaxX peaau3alliii CIOCO0 MOMOTHHUTENBHO BKIIOYAECT MOKPBIH IOMOJI KpHCTa/Inde-
CKOH (opMBI PHAHTHOMEPHO oborameHHoro (S)-Hupanapuba To3uIaTa MOHOTHIpaTa. B HEKOTOPHIX BapHaHTax
peanuzanyuy crocod IOMONHUTENbHO BKJIIOYACT IMPOKAIMBAaHHE YKA3aHHOTO SHAHTHOMEPHO OOOTaIleHHOTO
(S)-Hupamapu6ba To3uIaTa MOHOTHIpATA ¢ MPUMEHEHHEM OJIHOTO WIIK O0Jiee TEMITEPATyPHBIX IIUKIIOB.

Comu popmyst (7) u (8).
B Hacrosimem n3o0peTeHun packpbita coib Gopmynsl (7)
o6
O 0O
R3 3 R4
R3 N, N
N
R3
S ),

rae R mpencraenser coboii H wimi aMUHO3aIIUTHYIO TPYIIITY;

Kaxapid R3 He3aBucumo npeacrasisieT codoii H, ranoren, C. o amkui, C;_jo TaTOTEHAIKWIT WA apuiT; U

A mipencTaBisieT co00i KaTHOH.

B HekoTOphIX BapHaHTaX peau3alii KaTHOH MPEACTaBIIeT COO0M KaTHOH MeTaia. B HEKOTOPBIX Bapu-
aHTaX pealin3aliy KaTHOH METaJlIa MPEACTaBIIET COO0M KATHOH IMIEIOYHOTO MEeTallTa. B HEKOTOPBIX BapuaHTax
peann3anuy KaTHOH MIEJI0YHOT0 MeTaslla MPeCTaBIsIeT CO00 KaTHOH JINTHSL.
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B HekoTOphIX BapnaHTax peanusanuy coib GopMyiis (7) UMeeT CTpYKTypy Gopmysr (8)
COyLi

Boc
O
N S
= H (8).

Crioco6 monydyenus coequaeHus Gopmyisr (17).
B HacTos1ieM H300peTeHUN PACKPHIT CIIOCO0 MOTyYeHUs coenuHeHus hopMydsl (17)

H
o a7,

WJIH €TO COJIH, BKITFOYAIOIIUI OCYIIIECTBICHUE KOHTaKTa coequHeHU popmys (18)

H
©\("“_©_R4
o (18),

WM ero coyii ¢ H-OyTmmmutreM u Tpumzornporuiadoparom (B(Oi-Pr)s;), roe Ry npencrasmsier coboit yxo-
JUILYIO TPYIIy. B HEKOTOPBIX BapHaHTAX Pean3aliy CIIOCO0 JOMOIHUTEHLHO BKIFOUAST PEAKIMIO THAPOIIN3a.
B HEKOTOpPHIX BapHaHTaX pealn3aliy croco0 BKIFOYACT OCYIICCTBICHUE KOHTAKTa COCIUHEHUS HopMy-

1wl (19)
Sy

WIH €TO COJIH C OCH30MIXIIOPUIOM M OPTaHMYSCKAM COCIHMHECHUEM, C TIOJTYYCHHEM COCTUHCHUS (HOopMy-
el (18) wmm ero conm, Tae Ry mpeacraiser co00i YXOASIIYO TPYIIITY.

Crioco6 monmydyenus coeauaeHuit Gopmyist (20) u (26).

B HacTos1eM H300peTeHUN PACKPHIT CIOCO0 MOTyYeHUs coeuHeHus hopMydsl (20)

JBoc
LA
0 (20),

WJIM €TO COJIM, BKITIOYAIOIINIA OCYIIECTBIICHNE KOHTaKTa coequHeHus Gopmysl (17)

H
(0]

WJIM €T0 COJIU C COJBbI0 opMybl (21)

(17),

I?oc

L
OTs (21)’

B IIPUCYTCTBUH KaTaJIN3aTOPA.
B HexoTOpBIX BapHaHTax peann3aliyl OCYIIECTBICHNE KOHTakTa coennHeHus Gopmyns (17) nim ero conu
JIOTIOTHATEIIFHO BKJIFOUAET OCYIIECTBICHHE KOHTAKTa COJU (hOpMYyJIbI (22)
I?oc

L
Z>oTs (22).

Taxke B HacTOSIIEM N300PETEHUH PACKPBIT CIIOCO0 MOTydeHHS COeTUHEHUS PopMyIts (26)

Boc
i N
[j\ AN < > <\ >
0 (26),

WJIM €TO COJIM, BKITIOYATIOIINH OCYIIECTBICHNE KOHTaKTa coequHeHus Gopmyisl (17)

0
(e}

WJIN €T0 COJIH C coJbio hopmysl (22)

(17),
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I?oc

N
L
oTs  (22),
B IMIPUCYTCTBUU KaTaJnu3aTopa.

Crioco6 monydyeHus coequHeHui Gopmyisl (23) u (24).
B Hacrosimem n3o0peTeHun pacKphIT crocod MorydeHus coernHeHus Gopmysr (23)

©\V( ‘Q_ :E °(23),

WJIH €TO COJIH, BKITFOYAIOIIUI OCYIIIECTBICHUE KOHTAKTa CoeqUHEeHUS popmyst (17)
0
N‘QB(CH)Z
(e}

Rs R
Rsd L-Rs

(17),

HJIK €10 COJIU C

HO O©OH ,

rae Kakaeid Rs HezaBucuMo npezacrapiser coboit H wmm C 3 ajnku.
B HEexoTOpHIX BapHaHTaxX peaju3alui coequHeHne GopMyiibl (23) WK ero colb UMEET CTPYKTYPY hopmy-

O -O-E

(24).
Crioco0 moTydeHust COeTMHEHUI d)opMynLI (20) m (26).
B HacrosmmeM n300peTeHUN PACKPBIT CIIOCO0 MOIyIeHHS coeanHeHust hopMytbl (20)

JBoc
A

(20),
WJIH €TO COJIH, BKITFOYAIOIIUH OCYIIECTBICHUE KOHTAKTa COCTUHECHUS PopMyItnl (23)

Rs
l-Ii o Rs
N B, LR,
0" R
o ° (23),

WJIN €T0 COJIH ¢ coibio hopmysl (21)
I?oc

L
OTs (21)’
B IIPUCYTCTBUH KaTajnu3aTopa.
B HEKOTOpBIX BapHaHTaX peau3allii OCYIICCTBICHUE KOHTaKTa coenuHeHus GopMyisl (23) mwin ero conu

JOMOJHUTEIBHO BKIIOYACT OCYIIECTBJIICHHEC KOHTAKTa COJIM (bopMynLI (22)
IT%oc

L
ZoTs (22).

Takke B HACTOSIIEM H300PETEHUH PACKPHIT CITOCO0 MOTYIeHHS coeAMHEHUS (HhOpMyITHI (26)

0 (26),
WJIH €T0 COJIH, BKITFOYAIOIIUH OCYIIECTBICHUE KOHTAKTa COCTUHECHUS PopMyItn (23)
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WJIM €T0 COJIU C COJBbI0 GopMyJIIHI (22)
?oc

N
L
oT
B ITIPUCYTCTBUU KaTajanu3aTopa.

Crioco6 monydyeHus coequHeHus Gpopmyisr (25).
B HacrosmeM n300peTeHUH PACKPBIT CIIOCO0 MOIYICHHS COeTUHEHUS GOpMYIIEI (25)

Boc
QA A0=0
N g
B
o) (25),

WJIM €TO COJIM, BKITIOYAIOIINHA OCYIIECTBICHNE KOHTaKTa coequHeHus Gopmyisl (20)

JBoc
i N
I
: N < > </ )
o)
WJIN €r0 COJIN C JIMTaHIOM.

B HekoTOpBIX BapHaHTaxX peaqu3aliii CIIOCO0 IOMOJHHUTENIBHO BKIOYAET OCYIIECTBICHHE KOHTAaKTa CO-
equHeHus Gopmysl (26)
Boc
i N
—O—=0
o]

WM €T0 COJIU C JIUTaHIOM.
Crioco6 monydyenus coequHeHus Gopmyisr (14).
B HacrosmmeM n300peTeHHUN PACKPBIT CIIOCO0 MOIYIeHHS coennHeHusT hopMytbl (14)

s (22),

(20),

(26),

Boc

’

H (14),

WJIM €TO COJIM, BKITIOYATIOIINHA OCYIIECTBICHNE KOHTaKTa coeqMHEHUS Hopmysl (25)

Boc
i N
O A~O=0
H
o
HJIH €T0 COJIM C OCHOBAHHMEM.

Crioco6 momydyenus comu Gopmyisr (13).
B HacTos1eM H300peTeHUN PACKPHIT CIOCO0 MOTy4eHus cor popmyisl (13)

(25).

* EtSO;H (13),
BKJTFOYAIOININH OCYIIECTBICHIE KOHTAKTa CoOeTMHEHHS popMyIn (14)
Boc

’

N
H (14),
HJIU €0 COJIU C KHCHOTOﬁ.

Crioco6 mosyueHust coeimHeHui popmyast (21) u (22).
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B Hacrosimem n3o0peTeHun pacKphIT criocod MmoydeHus coeanHenus Gopmynsr (21)
I?oc
N
L
OTs (21),

WJIM €TO COJIM, BKITIOYAIOIINI OKHUCIICHUE COeTMHEHUS (OpMYyIThI (28)
I?oc

N
[;’:L73H(28L

HUJIM €TO COJIM OKHMCJIMTEJIEM C IMOJTYUYECHHUEM COCIUHECHUS (bopMym,I (29)
I?oc
N

K/\\I\O
HJIA €T0 COJIH; U

OCYIIECTBIICHUEC KOHTAKTa COCIMHEHUS GopMyIbl (29) Wi ero COJH ¢ N-TONYOJCYIb()OHOBEIM aHTHIPU-
oM. B HEKOTOpBIX BapWaHTax peaju3alliil OKUCIUTENb PeICTaBisieT coboit 2,2,6,6-TpeTpaMeTHITTUIICPH TH-
1-oxcun (TEMPO).

B HEKOTOpBIX BapruaHTaX peaM3alii OCYIIECTBICHHE KOHTAaKTa coenHEeHUs hopMyIbl (29) wiu ero coiu
TIPUBOIUT K TIOJYUEHHUIO CMECH coenHeHusT hopmMyibl (21) u coequHenus Gpopmyasl (22)

I|300

L
Z>ots (22)

Crioco6 monydyenus coeauaeHuit Gopmyist (30) u (25).
B Hacrosimem n3o0peTeHun packpbita KoMrosunus Gpopmysst (30)

Rs Rs R4

7

(29,

H

A

N
7

R4
Rs Rs (30),

WJIU €TO COJTb,

I KaXIplid R| He3aBUCHMO TpeicTaBiseT coboit H mmm aMHHO3aIUTHYIO TPYIITY; U

Kax bl R; He3aBucumo nipezcrasisier coboit H, ranoren, Ci. g ankui, C;.jg raJIOTeHAKI WA APyl

B HEKOTOpHIX BapHaHTaX peaH3ally COSAUMHCHIE WIH €T0 COITb IMEET CTPYKTYPY hopMyisl (25)

ocC
" N
— =)
H
O

Ipumepsr

[TpuBeneHHBIE HIDKE NMPUMEPHI WILUTIOCTPUPYIOT HEKOTOPBIE BApHAHTHI peal3alliil U acleKThl u300peTe-
HHA. CHenuanucTy B COOTBETCTBYIOIIEH 00IacTH TEXHUKH OyAET MOHATHO, YTO MOKHO OCYIIECTBHUTH pa3iifd-
HbICe MOAN(HUKALNY, JOTOIHEHHS, 3aMEHBI U T.A., HE U3MEHISI CYIIHOCTb U 00BbEM H300pETeHNUs, U TaKUEe MOJAU-
(UKanMu W BapwalMH BXOIAT B 00BEM HM300pETCHHS, KOTOPHIM OMpENeNsIeTcs Cenyromne nairee (GopMmyron
n3obpereHus. Jlanee HacTosIee M300pETCHNE NPOMLUTIOCTPHPOBAHO NPUBEICHHBIMHE HIKE MPUMEPAMH, KOTO-
pBI€ HU B KOEM CIIy4ae He cIeqyeT pacCMaTpUBATh KaK OrpaHHYCHUE.

[Mpumep 1. Cunre3 metui-3-popmMui-2-autpoben3oara (anpaeruaa A).

B mpumepe 1 ommcan cuHTe3 coenuHeHHs METHI 3-(popMmi-2-HHTpoOeH30atr (ampaeruy A) (cM. Takke
¢uwr. 1).

I[J'IH CHHTE3a COCAUHCHUS METHII-3 -q)OpMI/IJ'I-Z-HI/ITp06€H3oaTa MPOBOANJIA ABYXOTAIIHYIO PCAKIUIO.

(25).
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Peakmus 1.1. Cunre3 MeTri-3-(2-(AUMETHIAMIUHO )BUHII)-2-HATPOOEH30aTa.

OO OO~
IMOA-IMA
NO, NO,
—_—
IMOA P

N
Xumunyeckas opmyna: CgoHgNO, |
MonekynspHas macca: 195.17 Xummeckan ciopmyna: C12H14N204
MonekynspHas macca: 250.25

Memun-3-memun-2-numpobenzoam Memun-3-(2-(OUMeMUNIAMUHO) GUHUT)-2-
Humpobenzoam

B umcteIii peakimoHHbI cocyn 3arpyxkamu auMmetuiadopmamun (IM®PA, 530 r) u meTuia-3-MeTmi-2-
HuTpoOen3oar (100.0 r, 1.0 7kB.). DTy cMech BeTpsixuBainu 1 Harpeaiu 10 130°C B 3amuTHON aTMocdepe a3o-
ta. JloGasmsumn no karusiM N,N-auMetuiadopmamugaumeruianetais (JJMDPA-IMA, 130 r, 9kB.), moaaepxuBas
TemriepaTypy Ha ypoBHe 130°. Oty cMmech nepemernBany mpu 130°C B Teuenue 16 4, a 3aTtem Opanu obpazen
JUISL IPOBEPKH 3aBepIleHus peakiun. [locie 3aBepiieHus peakuuy cMech oxJakaain 10 5°C u nepemMennBani
B TeueHue 2 4. [IpoayKT BeIACISIN GUiIbTparueii u mpomMbeiBasid Boaoi (5x130 mir). Binakasiid ocamok Ha Qrth-
tpe (83.3 1, 65 %) UCIOIB30BATH HA CICIYIOIIEM 3Tarne 0e3 TOMOHUTEIFHONH 00pabOTKY.

'H-SIMP (400 MI'u, CDCls) 7.58 (m, 2H), 7.31 (m, 1H), 6.88 (d, J=13.4 T'u, 1H), 4.94 (d, J=13.4 Ty, 1H),
3.891 (s, 3H), 2.875 (s, 6H).

Peaxums 1.2. Cunre3 Metmi-3-gopmui-2-HUTpoOeH30aTa.

(6] O
~ OO~
N 02 NaIO4 NO,
—_—
AM®A /H20
F N 0
Memun-3-(2- Memun 3-ghopmun-2-numpobensoam
(OUMEMUNAMUHOBUHUO) GUHUIL)-2-
HUmMpobeH30am

B uwmctenii, cyxoi peakrop 3arpyxkanu JIM®PA (525 r) U HECOUHIICHHOE MPOMEXYTOUHOE COCIUHEHHUE
(83.3 1, 330 MmMoutb, 1.0 9KB.), MMOIyIeHHOE Ha MPEIBIAYIIEM JTare. DTy cMech nepememuBany npu 33°C mo
TIOJTHOTO PaCTBOPEHUS TBEPABIX BemlecTB. [Ipo3pauHblii pacTBOp ymansuid U moMemany Bo ¢iakoH. B peaxmm-
OHHBIN COCYJ 3arpy’Kajii IeHOHN30BaHHYI0 Boay (640 1) u goBoamnu temmeparypy mo 30°C. oGasisum TBep-
neiii nepuogat Hatpus (NalOy, 149.9 1, 2.1 5kB.) 1 noBoaWIM TeMmepaTypy 10 45°C. PacTBop NpoMeEKyTOUHOTO
eHamuHa B /IM®A 3arpyskaay B yCTaHOBJICHHYIO CBEPXY KalleJIbHYIO BOPOHKY M MEIUICHHO J00aBIIsuIN K TIepe-
MEIIMBaEMOMY BOJHOMY pacTBOpY IepuopaTta Hatpus. Ilocne 3aBepiuieHHsi 100aBICHUS PEAKIMOHHYIO CMECh
nepemernuBany npu 45°C B Teuenue 4 4. Jlobasnsum stmwnanetar (933 1) U mepeMennBaig cMech B TeueHue 1 4
npu 35°C. Tpexdaznyto ¢punbTpoBasi. PUILTPAT HEPSHOCUIIN B YUCTHIH PeaKIMOHHBIN cocyn. OTduibTpoBaH-
HBIE TBEp/ble BENIECTBA pa30aBIBsLIM STHIALETATOM, cMeCh (DMIIBTPOBAIN M GUILTPAT B ATWIIALIETATe 00BETHHS-
U C TONy4eHHBIM paHee ¢uibTpaToM. OO0benuHEHHBIC (DHUIBTPATHI TepeMelmBad B TedueHue 30 MUH TpH
35°C. TlepeMermmBaHue NMpeKpaIIagIl U JaBajl CMEeCH OTCTOSAThCS B TeueHue 30 muH. Cliow pasnersuia U BOJI-
HyI0 (ha3y CMEIMBaAIN ¢ dTHinamneratoM (225 1), oxnaxnanu g0 5°C u nepememuBaiu B Tedenue 30 muH. OOpa-
3YIOIIMECs] TBEpABIE BEIIeCTBA yHamsuin QuuisTpanueid. Cion pasaesuid U HoBTopsud mporiece. [lomydeHHbIH
OpPTraHUYECKHI PacTBOP MPOMBIBAIN ABAKIBI BOAHEIM pacTBopoM xiopuaa Hatpus (350 kr 1.5% NaCl). Koneu-
HBII OpraHMYEeCKUi pacTBOP AaBajl OTPULATENILHBIN PE3yNIbTAT HA MIPUCYTCTBHE HOJa C MCIIOIb30BaHNEM OyMaru
¢ KpaxmaioM. OpraHM4ecKuil pacTBOp CMEIIMBAIM C aKTMBUPOBAHHBIM yriieM (20 T) U mepeMelmBaig B Teue-
Hue 6 4 ipu 75°C. Oty cMech oxnaxaanu 10 45°C 1 GUIbTpOBalI Yepe3 ANaTOMUTOBYIO 3eMiro. DuibTpar B
STHIAlLeTaTe KOHLICHTPUPOBAJIH IIPU TOHMKeHHOM JaBiieHnu (<40°C) no koHeuyHoro oosema ot 125 no 167 mi).
3ty cMech oxnaxaanu g0 0°C u nepeMernnBany B TeueHue 6 4. [IpoayKT BeIAEISUTH QUIBTpaUUe U CyIIHIN
noz BakyyMmoM 1ipu 25°C, B pe3ynbTare 4ero Mojyqajiy ajbJerua A B BUJE HCTOTO CBETIO-XKEITOTO BELIECTBA
(56.6 1, 80%).

'"H-SIMP (400 MI', CDCl;) 9.95 (s, 1H), 8.27 (d, J=8.0 I';, 1H), 8.16 (d, J=8.0 T'wy, 1H), 7.77 (t, J=8.0 T'y,
1H), 3.93 (s,3H).

IIpumep 2. Cunre3 (S)-4-(1-(TpeT-OyTOKCHKapOOHIII)TUNIEPUINH-3-HIT)0CH30JaMUHUS dTaHCYIb(QOHATA
(comp anmmuHa ¢ DCK).

B mpumepe 2 omucan cumHTe3 coemuHeHUs  (S)-4-(1-(TpeT-OyTOKCHKApOOHWI)TATIEPUINH-3 -
wi1)0eH30naMuHus dTaHcynbdoHaTa (conb anuarHa ¢ ICK) (cM. Takxe ¢ur. 2).
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gr 1. n-BuLi, -70-80 oC

s s-2 oo -3 )
OBr PhCOCI, Et;N j\ /O/ 2.B(OIP TT® /@/B(OH)Z% e j\ /@/B‘o
HoN PN W SN
N

2! H HeoDbsi3aTenbHO P

MonekynsipHas Macca: 17202 MonekynsipHas mMacca: 276.13

MoneKynﬂpHaﬂ Macca: 241.05 MonekynsapHas macca: 323.19
S-4a
?oc
S-4 N
L Josmhos -SL-J505-2
1X-Phos, aq. KzPO, - [Rh(nbd),BF 4, H,
Pd( OAc)2 ,ﬁ\ oumeTka CHLCI, j\ NaOH/EtOH
—_—
HeoﬁﬂaaTeanoPh N
QMOJ‘IeKyanHaH macca: 378.46 MonekynsipHas macca: 378.46 MonekynsipHas Macca: 380.48
L
TsO
MonekynsipHas Mmacca: 353.43
?OC S-9
C 0C
N HO. Temoo, NaOCI |0 Ts,0, EtsN ? ri'
MeCN/MeOH \(j XM Tj CHCl, J/\J J/\J
EtSOsH '}‘ '}‘
Boc Boc
MonekynspHas Macca: 276.37 MOHeKyJ'IHpHaﬂ macca: ssMonekynsipHasi Macca; 201.26 MonekynsipHasi macca:199.25 gﬂso;igynﬂpHaﬂ macca:

Jnst cuatesa coemuueHust (8)-4-(1-(TpeT-OyTOKCHKApOOHWI)TUTICPUINH-3-1J1)0CH30JaMUHUS ATAHCYIIb-
(dhonara (coms anmmHa ¢ DCK) mpoBoaMIIM MHOTO3TAITHYIO PEAKIIHIO.
Peaxmms S-1. Cunre3 M-(4-6pompennn)oeHzamu.

Br
/@/ PhCOCI, Et3N i /©/
Ph N
H

4—6pOJLl(leZuH N-(4-6pomcperun) bensamuo

4-6pomannmuH (100 1, 581 mmous, 1.0 5KB.) 3arpykajiy B YHCTBHIH peakIMOHHBIN cocya. JJoOaBismu Tet-
parunpodypan (TI'D, 410 mn) n nepememmBanu cMech 10 00pa3oBaHMs MPO3pavyHOro pactBopa. JloOaBmsim
tpudTiiamuH (TOA, 60 r, 593 Mmorb, 1.02 3KB.) U oXJIX AN CMECh A0 NMpuMepHo -5°C, 100aBIsUN MO Karl-
nsM 6ersomnxiopus (80 r, 569 mmoink, 0.98 5kB.), moaepxkuBas TeMiepaTypy Ha yporae npumepro 0°C. 3aTem
CMecCh INepeMelInBaIy B TeUeHHe 2 9 NMpH KOMHATHOW Temmeparype. MeUIeHHO 1Mo KaruisiM J00aBIisuin BOIY
(1000 r) npu xomHaTHOM Temmeparype. [locie nepememBanus B TedeHUe 4 4 IpU KOMHATHOW TeMIeparype
HEOYMIIIEHHBIA TBEPBIA MPOIYKT BBIIEISUIN (QUIIBTpALMeil, a 0caJoK Ha GUIbTpe MpoMBbIBaIIM BOJOH (2x200 mir).
Biraxxuslii ocagok Ha GUIIbTPE BRIIEISUIA U CYIIHIIN TI0JT BAKYYMOM TIpH TeMmIieparype He Boie 50°C B TeueHne
40 4, B pe3ynpTarte dero noixyvanu 156 r (97%) N-(4-0pomdenni)oeH3amMuma.

'H-SIMP (400 MT'n, IMCO-dg) 10.383 (s, 1H), 7.97 (d, J=8.5, 2H), 7.79 (d, J=8.5, 2H), 7.61-7.52 (m,
5H));

BC-SIMP (IMCO-dg, 100.61 MTI'm) 166.136, 139.063, 135.191, 132.173, 131.896, 128.884, 128.155,
122.687, 115.797,

MAaCC-CIIEKTPOCKOIHUS BEICOKOTO pa3pelIcHUs: m/Z: [M+H]+pacq. s C3H  BrNO 276.0019;

skcr: 276.0025.

Peakmus S-2. Cuntes (4-6eH3amMun0heHIT)00pPOHOBON KUCIIOTHI.

gr 1. n-BuLi, -70-80 °C

i /©/ 2BO-PY, T o /©/B(OH)2
Ph N )]\

N PR N
H
N-(4-6pomeperun)benzamuod (4-bensamudogenun)boponoeas Kucioma

B peakmumonnsiit cocyn 3arpyxanu N-(4-Opombennn)oenzamus (100 r, 362 mmons, 1.0 3kB.) u TT'®
(2090 mu1). OTY cMech TepeMenIMBalid IpH TeMIieparype npumepao 25°C 10 pacTBOpeHHsI TBEPIBIX BEIIECTBA, a
3aTeM OXJaXaanu 10 mpuMmepHo - 85-70°C. B ornenbHBIH peakTop 3arpyxanu 2.5 H-OYTHJUIMTHH B reKcaHe
(104 1, 375 mmonb, 1.0 9KB.), KOTOPBIH MEIJICHHO 100aBISUTN K pacTBopy OpomanunnHa B TI'®, noxnepxusas
BHYTPEHHIOIO TeMIIepaTypy Ha ypoBHe oT -85 g0 -70°C. [lomydyenHyro cmech nepememuBany npu -85 u -70°C B
teuenue eme 30 muH. Bropyto mopumio 2.5 H. H-OyTrimuTus B rexcane (149 r, 538 mmons, 1.5 3kB.), moguep-
JKMBasi BHYTPEHHIOIO TEMIIEpaTypy B auamna3oHe oT -85 no -70°C. Ilocne 3aBepiuieHnst 10OaBIEHUSI CMECh TIepe-
MEIIMBAIN TIPH TeMIiepatype npuMepHo -85-70°C B TeueHue npumepHo 30 MUH ¥ MEIJICHHO TOOABISUIA TPHH-
sonpormmnbdopar (270 T, 1.4 moins, 4.0 3kB.), mojaepkuBas Temreparypy npu -85-70°C. 3aTem cMmech mepeme-
muBaK 1pu oT -85 10 -70°C mo moCTWKeHHs 3aBepiieHus peakuuu. JlobGaBmsum ykcycHyro kucioty (200 T,
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3.3 momb, 9.1 3kB.), nogaepkuBasi TeMiieparypy B auamnasone ot -10 go 10°C. D1y cMmech nepeMemnBaii npu
0°C B Teuenue 4 4 (pH nmpubmu3uTensHO 5) 1 KOHIEHTpHpoBau 10 (550 mir, 5.5 00.) mpu MOHWKEHHOM JIaBJIC-
Huu (ipu pumepHo 45°C). Temmneparypy cmecu aoBoamiau 1o 20°C u Boxy nobasmsum (1050 mi). Oty cmech
nepememuBaiyn B TedeHue 4 1 npu 20°C u BeIISTSUTH TIOTYYSHHBIH HEOUUIIEHHBIH TBEPABIA MPOIYKT HHUIBTpa-
nmeit. HeounmeHnHslid mpoaykT (MpubIu3nuTenbHo 146 T) 3arpyskain B peakTop BMecTe ¢ Boaoi (650 r) u MeTwI-
TpeT-0yTunoBeiM 3¢upom (MTBE, 450 ). XKuakyto maccy nepemermuBanu npu 20°C B TedeHHe MpUMepHO 4 4.
DTy cMech QWIBTPOBAIM W TPOMBIBAIM TOMYyYEHHOE TBEPJO€ BEUIECTBO IMocienoBarensHo Bogon 1 MTBE.
Ocanok Ha QUIBTpE CYITWIH IO/ BAKYyMOM B TedeHue 48 4 mpu npumepHo 55°C, B pe3yabTaTe 4ero moyvyain
80 r (92%) ueneBoit 60OPOHOBOW KUCIIOTHL.

'H-SIMP (400 MT', IMCO-dg) 10.251 (s, 1H), 7.94 (d, J=7.2, 4H), 7.74 (d, J=3.2, 4H), 7.58-7.54 (m, 1H);

BC-SIMP (JIMCO-dg, 100.61 MI'm) 166.085, 141.309, 135.461, 135.184, 132.042, 128.855, 128.141,
119.508;

MAaCC-CIIEKTPOCKOIHS BEICOKOTO pa3pelicHUs: m/z: [M-er]+ pacu. s C3H;3sBNO; 241.1019;

aker: 241.1015.

Peakmmst  S-3  (HeoOs3atenbHbIi  oTam). Cunte3 N-(4-(4,4,5,5-tperpametmi-1,3,2-nrokcabopoian-2-

nn)ern)oeH3aMuI.
B ]
HO Oy Tro 5

B(OH ~
Ph)J\N Ph)kN
H H
(4-6enzamudoenun)boponosas Kucioma N-(4-(4,4,5,5-mempamemun-1,3,2-

OuoKCob0ponan-2-un)erun) ensamuo

B peaktop 3zarpyxaim TI'® (720 1), a 3aTeM HpPOMEKYTOUHYIO OOpDOHOBYIO  KHCIIOTY
((4-6em3amunodenmn)dooporoByro kuciory) (100 r, 1.0 skB.) u muHaKoN (60 T, 1.2 3KB.). DTY CMeCh MepeMeIIn-
BaJIM M Harpesain 10 65°C B Teuenue 4 4. DTy cMech HarpeBanu a0 75°C u koHeHTprpoBamu 10 4.0 00beMoB
(06.) mpu atmochepHOM AaBiieHHH. DTy cMech oxnaxaanu a0 S0°C u koHneHTpupoBanu 1o 2.0 00. mpu MOHU-
JKEHHOM JaBlieHuH nipu npumepHo S0°C. Memrenno po6asmsui H-rerrtad (1030 mit), mogaep kuBas TeMIepary-
py Ha ypoBHe 50°C. DTy cMech nepememmBany B Tedenue 3 9 npu 50°C, oxnaxknanu 10 5°C Ha MPOTHKEHUH 2 9
u nepememBaiy npu 5°C B Tedenue 6 4. [IpoayKT BeACTSIN GUIBTPAIIUEH U IPOMBIBAIIA H-TeTITaHOM. Brak-
HBIA 0CaIOK Ha (WIBTPE CYIIMIN MO BakyyMoM Tipu 45°C, B pe3ynbTare 4ero Mmoyiydyaid IeJIeBOi MPOIyKT B
Buze 6emoBaroro TBepaoro Bemectea (139 1, 100 %).

'H-sIMP (400 MI', CDCl3) 7.89 (d, J=7 T'u, 3H), 7.85 (d, J=8 I'u, 2H), 7.70 (d, J=8 'y, 2H), 7.57 (d,
J=7Tu, 2H), 7.28 (dd, J=7 T'u, J=8 'y, 2H), 1.374 (s, 12H);

BC-AIMP (JIMCO-dg, 100.61 MI'm) 166.201, 142.541, 135.607, 135.301, 132.144, 128.863, 128.192,
119.741, 83.948, 25.173;

MaCC-CIIEKTPOCKOIHUS BEICOKOTO pa3pelicHus: m/z: [M+H]" pacu. s CoH,,BNO; 323.1802;

akcr.: 323.1798.

Peakmust S-9. CuHte3 TpeT-OyTHi-5-(To3unokcu)-3,4-nuruaponupuani-1(2H)-kapOokcmnara U Tpet-
OyTni-5-(To3unokcn)-3,6-muruaponupunui- 1 (2H)-kapOokcuara.

Boc Boc
HO Tempo, NaOCl |O Ts,0, Et3;N ! |
XM CH.Cl, N N
- | ' Q
A
N N TsO TsO
Boc Boc
Moagekyasipaas macca:201.26  MoJieky.asipaas macca:199.25 Mosexy.spras macca:333.43

mpem-6ymun-5-(mo3unoxcu)-3,4-

1-Boc-3- Z’Ii tzz;i?;ng;z_ I ouzuoponupuoun-1(2H)-kapboxcunam u
2udpoKcununepuoun Kapﬁchuﬁ am mpem-6ymun-3-(mosuroxcu)-3,6-

oueudponupuoun-1(2H)-xapboxcuiam

B gmcThIil peakimonnbiit cocyn 3arpyxkamu auxiopmetan (800 1) u 1-Boc-3-ruppokcumumnepunun (100 r,
1.0 3KkB.). DTy cMech nepeMentuBaid U oxnaxaanu n1o0 0°C. JloGaBisuin BOJHBIN pacTBOp OMkapOOHATa HATPHUS
(500 r) n nepemermBanu cmech pu 0°C.

Jlo6asnsmu TBepAplit Opomun kanmust (2 T, 0.03 3KB.), HOAKEPKUBas TEMIIEPaTypy Ha YpOBHE HMPUMEPHO
5°C. Jo6asnsuu 2,2,6,6-tperpamermnnunepunut-1-okcmt (TEMPO, 100 mr, 0.001 3kB.) n n1aBamu cMecH BbI-
crostecs B Tedenne 30 muH npu 0°C. MeieHHO 100aBisui BoHbIH runoxyioput Hatpus (10%, 450 T, 1.2 akB.)
Ha npoTspkeHuu S5 9 nipu 0°C. Iocne 3aBepuieHus no6asieHust cMmech nepemennBany npu 0°C B teuenue 30
MuH. Jlo6aBisimn BoxHbIH cynbut HaTpus (20% 490 1, 1.6 5xB.) Ha npoTspkeHny 1 1 ipu 0°C u nepememnBain
cMmech B Teuenue 40 mun npu 0°C, naBanm BBICTOSITHCS U pa3aeiisuiy ciod. BomHyro a3y skcTparupoBaiiy JBa-
*kapl guxaopmeradoM (500 1) mpu 0°C u mpombIBanu 00beAWHEHHBIE opranudeckue ¢asnsl Bomoi (500 r) mpu
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0°C. Crom paznersiii U KOHIEHTPUPOBAIN OpraHuueckyio ¢aszy no 450 mir BaKkyyMHOW IUCTHIUIALUEH NpH
npumepHo 25°C, mocne vero pobasmsum XM (670 mut). DTOT pacTBOp OXJIaKAAIH W MCIOJIb30BAIM Ha Clle-
JIyIOTIIeM dTare 0e3 JOMOJHUATENbHON 00paboTku. [TorydeHHyI0 KaKk OIMMCaHO BBIIIE CMECh OXJIKIAIHA U T00aB-
s [IXM (670 r). Memtenno npu 0°C mo6aBisiu m-tosryodicyishoHoBeIH anruapun (180 r, 1.1 2kB.), a 3ateM
tpumeTmiamMuH (TOA 95 r, 1.9 skB.), Toxke mpu 0°C. Oty cMech nepemermmBany mpu 0°C B Teuenue 1 4. [Tocie
HarpeBanus 10 25°C cMech nepeMenmmBaid B TeueHue 14 4. 3areM 3Ty cMech oxnaxaanu 10 5°C u mo0asisun
Boxay (530 r) Ha mpoTsxeruu 1 1 pu 5°C u nepemenmBaiii cMech B TedeHue 1 1 pu 5°C. Croun pasfensiig u
opraHuyeckyio ¢a3y aBaxabl npombiBain Boaoi (300 r). Opranmueckyio ¢a3zy oOpabaTbiBaiM aKTUBHPOBAH-
HbeM yrireM (10 1) B IXM (40 1). ITocne nepemeninBanus B TeueHHe 4 4 pU KOMHATHOH TEMIIEpaType cMech
¢unpTpoBaIN Yepe3 ciroi cunukareds (5 T). PunbTpar ABax Bl NpoMbiBany BojoH (310 r) 1 KOHIEHTPUPOBAIH
10 250 mn BakyyMHOH auctuiuisinmeit npu npumepro 50°C. Jlo6asmsimu u3onpormmioBsiid cnupt (430 r) 1 KOH-
HeHTpHupoBanu cMech 250 mi mog BakyymoM npu npumepHo 50°C. Temnepatypy poBoaunu go 50°C u nepeme-
IMBAJI CMeCh 10 00pa3oBaHusl ITPO3PAYHOTr0 pacTBopa. MeaneHHo no6asisun Boay (290 r) Ha MPOTsHKEHUH 3 4
npu 50°C, nepememuBanu cmech npu 50°C B Teuenue 90 MuH, a 3aTtem oxnaxaanu 10 15°C Ha npoTsbkeHHH 6 4
Y BBIICPKUBAJIN TIPH DTOW TEMIIEpaType B TeUeHHE eie 6 4. HeouneHHbIH MPOXyKT BhIACTSUTH (PUIbTpanuel u
MIPOMBIBAIA OCaZoK Ha (unbTpe cMmechbio IPA (m3omponmioBeii ciivpt)/Boma (1:2 mac./mac., 10 T). BraxHbri
0caiok Ha (UIBTPE BO3BpAIAd B PEAKIIMOHHBIN cocyn W pasdaBmsui 220 mwnmwmatpamu cMmecu IPA/Boma
(1:2 mac./mac.) B Teuenue 30 muH nipu 15°C. TIpoayKT BeIIETSUTH BaKyyMHOW (hHUIbTpanuei, MpoOMBIBaIH CMe-
ceto IPA/Boma (1:2 mac./mac., 10 1), u cymwmm 1o BakyymMoM npu 45°C ¢ TIOTydeHUEM IIEIEeBOT0 MPOIYKTa
(134.8 1, 77%).

'H-SIMP (400 MI'u, CDCl;) 7.82 (d, 2H), 7.35 (d, 2H), 6.75 (s, 0.3H) 6.48 (s, 0.7H), 3.42 (t, J=5.6, 2H),
2.46 (s, 3H), 2.30 (m, 2H), 1.81 (t, J=5.6, 2H), 1.40 (s, 9H);

PC-IMP (CDCls, 100.61 MI'm) 151.560, 145.086, 133.004, 132.362, 129.847, 129.723, 128.534, 128.359,
121.199, 120.654, 81.243,41.761, 40.580, 28.352, 28.134, 25.290, 21.710, 21.134, 20.828;

Macc-CHeKTPOCKOIHS BEICOKOTO paspemenus: m/z: [M+NH,]" pacu. Jna C;H,;N,0sS 371.1635;

akem.: 371.1632.

Peakmust S-4. CunTte3 TpeT-OyTmii-5-(4-6en3amunodennn)-3,6-muruaponupuans- 1 (2H)-kapbokcunara u
TpeT-0yTuin-5-(4-6enzamunodenmn)-3,4-muruaponupunnt- 1 (2H)-kapbokcumnar.

Boc
HO Boc u
Bugy 1X-PhOSEOA KyPO, N
j\ /O/ Pd(OAC), | S
(o]
Ph N Boc
! . X
N Ph)J\ N PR N
; 1 H H
N-(4-(4,4,5,5-mempamemun- L
1,3, 2-0uoxcaboponan-2- Ts0~ ¥

mpem-6ymun-5-(4-6enzamuoogenud)-3,6-
ouzuoponupuoun-1(2H)-xapboxcunam u mpem-6ymui-5-
(4-6enzamudoghenun)-3,4-ouzuoponupuoun-1(2H)-
xapbokcunam

B peaktop 3arpyxamu NpOMEXYTOUHBIH TO3WJAT: (TPEeT-OyTHIl S5-(TO3MIOKCH)-3,4-ITUTHAPOTIHPHINH-
1(2H)-kapOokcunar u Tpetr-0yTni 5-(To3unokcen)-3,6-auruaponupunus-1(2H)-kap6okcunar, 112 1, 317 mmouns,
1.00 3kB.) u TT'® (884 mur). Temmeparypy cmecu moBoamia 10 20°C u A00aBIsUIH MPOU3BOAHOEC OOPOHOBOU
kucinoThl (80.0 T, 332 MMomb, 1.05 3KkB.), a 3aTeM mo0aBISLIM BOAHKIA pacTBop (ocdara kamus (30%, 571 r).
Job6asnsmm XPhos (680 mr, 0.005 5KB.) U JE30KCUTEHUPOBAIN PEAKIIMOHHYIO CMECh ISTHIO ITUKIAMH BaKy-
ym/mipoayBka azotoM. Jlo6aBnsn anerar namiaaus (224 mr, 0.004 5kB.), mocie 4ero ciie0Bail JOMOIHUTEb-
HBIE [TUKIBI BAKYYM/TIPOIyBKa a30ToM. CMech TiepeMenuBan 1 BeiepkuBaiy npu 65°C B Teuenue 10 4. [Tocme
TOTO KaK TeMIleparypy moBoawin a0 25°C, ¢a3bl pa3aensiin U OpraHuIecKyro a3y KOHIICHTPUPOBAIH JI0 TIPH-
MepHo 250 MiT mox BakyymMoM, Tiocie dero goOasimsmu JIXM (1050 mm). TlomydeHHyI0 cMech TepeMernBain
Ipy KOMHATHOHM TeMIlepaType B TEUCHHME NPUMEpPHO 2 4, a 3aTeM (MIbTPOBAIM Yepe3 BCIOMOTaTeNIbHBIA
¢unbTp, AMaTOMOBYIO 3eMir0. DuibTpar ABaX I MPOMBIBaM BoJOH. Oprannyeckyto (azy oOpabaTbiBaiy ax-
TUBHPOBaHHBIM yriieM (18 r). Oty cMmech nepememmBany npu 25°C B TedueHue 2 4 ¥ QUIBTPOBAIN Yepe3 JHaTo-
MUTOBYIO 3€MIJII0 ¢ NOTYYEHHUEM MPO3PAYHOTO pacTBOpa. DTOT PacTBOP KOHLEHTpUpoBanu A0 npumepHo 300 mu
NP TIOHM)KEHHOM JaBJicHnH (BHyTpeHHss Temneparypa <50°C). lobasmsmu 2-Me TI'® (440 mur) 1 KOHIIEHTpH-
poBau CMeCh IPH MOHMKEHHOM JIaBJIeHUHN (BHYTpeHHsi Temneparypa <50°C). [lo6asisimu H-rentan (1450 M)
Y TIepeMEIINBaIl CMECh B TeueHne mpuMepHo 2 4 mipu 45°C, a 3ateM npu npumepHo 15°C. TIpoaykT BRI
dunpTpane W MpOMBIBAM ocamok Ha (umbTpe cmechio 2-MeTT' ®/n-rentan (1:3 00./00.), a 3aTtem H-
renTaHoM. BiaXHbIH MPOIYKT CYIIWIIN MO BaKyyMoM IpH Temmepatype ot 40 10 60°C, B pe3yibTare 4ero Imo-
nmygamu 92 T (86.2%).

'H-sIMP (400 MI'u, CDCly) 8.20 (br s, 1H), 7.87 (d, 2H), 7.64-7.33 (mm, 8H), 6.19 (br s, 0.13H), 4.23
(brs, 0.27H), 3.58 (m, 2H), 2.44 (br s, 2H), 1.97 (br s, 2H), 1.55 (s, 9H);

PC-AIMP (CDCl;, 100.61 MI'm) 165.822, 165.742, 155.024, 152.960, 152.443, 136.081, 135.0.46,
131.735, 128.717, 127.076, 125.560, 124.867, 124.0634, 122.847, 122.505, 120.383, 120.281, 115.818, 81.054,
80.893, 42.293, 41.265, 28.527, 28.367, 24.174, 23.788, 21.710;

un)henun) benzamuo
NPOMENCYMOUHBLI

mosuiam
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MacCC-CIIEKTPOCKOIUS BEICOKOTO pa3pelicHus: m/z: [M+H]" pacu. s Cy3H,7N,05 379.2016;

akcr.: 379.2016.

JIOTIOTHUTEIBPHO TPOTECTHPOBAIN HECKOJBKO Pa3IHYHBIX OCHOBAaHHM, PacTBOPUTENCH WM JHraHIOB (Ha-
npumMep, GocHUHOBBIX JTUTAHAOB); PE3yIbTATHl PUBEJICHBI B TAOJINIIE HIDKE.

% mnpoa. | OcHoBanHe PacTrBopuTens Jurang
N,N-numeruabopmamun
88.4 Cs2COs (IMDA) X-Phos
87.2 K3PO4 JIM®DA X-Phos
86.9 Cs2COs T-OyTaHon X-Phos
86.2 Cs2COs JIMOA xantphos
85.9 K5PO4 JIMOA Davephos
85.9 K35PO4 T-0OyTaHon Davephos
84.9 K35PO4 JumetokcmTad (IMD) Davephos
83.5 K35PO4 T-OyTaHon X-Phos
82.1 K3PO4 JAMD X-Phos
81.2 K5PO4 JMD JohnPhos
81.2 Cs2COs JMD Davephos
80.2 Cs2COs ALETOHUTPUI xantphos
IIpumevanus:

1) % npomykra=100xTIpoayKT/(BCE OCHOBHBIC MUKHU B JIH-
Husix XKX), npouent rioniaau B XKX;
2) 5 Mr To3mIIaTa, COOTHOIICHUE OOPOHOBOM KHCIOTHI K TO-
smwiaty 1.3:1, 4 momb.% Pd(OAc),, nuraun/Pd=1.25 mus
xantphos, 2.0 mis X-Phos, 2.0 3kB. OCHOBaHUS IO OTHOIIIC-
HUIO K 00poHOBO#H kuciote, 200 Mk pactBoputens, 90°C
18 a;
3) pacTBOpHUTENH CONEPKUT 25% BOIBI.
Peakmust S-4a. Cunre3 TpeT-0yTmin-5-(4-6enzamunodenrn)-3,6-quruaponupuaui- 1 (2H)-kapbokcunara u
TpeT-0yTnin-5-(4-6enzamunodenun)-3,4-murunpornupuant- 1 (2H)-kapOookcunara.

B\ 1X-Phos, BoA.KsPO4 N N
j\ _ PdOA9,
.
(o]

oL A

Ph N
(4- :k Ph ” th
benzamuoodenun)boporosas N
xucioma TsO mpem-6ymun-5-(4-6enzamudogpenun)-3,6-

oueudponupuoun-1(2H)-xapboxcuram u mpem-6ymun-5-
(4-6ensamudoghenun)-3,4-ouzuoponupuoun-1(2H)-
Kapboxcunam

B peakmmonnsiit cocyn nomermanu TT'® (639 mut) u mpoMeKyTOUHBIN TO3WIAT (TPET-0yTHI-5-(TO3MIIOKCH)-
3, 4-nuruaporupunni- 1 (2H)-kapOokcunar u TpeT-0yTii S-(TO3MI0KCH)-3,6-quruapormpuanH- 1 (2H)-kapOokcnnar)
(100 T, 284 mmoub, 1.00 3KB.) ¥ POMEKYTOUHBIM MMHAKOJIOBBIH Oopat (96 T, 297 mMoinb, 1.05 3kB.). CMech
HepeMeIInBaIi 1 JoBoamwn temrepatypy no 20°C. I'otoBunm cBexwuit pactBop docdara kamus (192 r) B Boge
(360 M) 1 no6asistm no KarsiM. J{o6asisin XPhos (640 mr, 0.005 5KB.) 1 1€30KCUTeHUPOBAIHN PEAKIIHOHHYIO
CMecCh LUKJIAMH BaKyyM/IpoayBKka a3oToM. [loGasisim anerar nawtaaus (250 mr, 0.004 5kB.), a 3aTeM BBITIOJI-
HSUTH JTOTIOJTHUTEIIFHBIE IIUKIIBI BaKyyM/TIPOyBKa a30TOM. DTy cMech HarpeBaiu 10 65°C U BBIACPKUBAIH TPH
aT0i1 Temneparype B Tedenue 10 4. Temmnepatypy noBoammu 1o 25°C u paspensiau ¢aspl. Opranndeckyio dasy
KOHIIEHTpUpOBaiu A0 npuMepHo 300 mut mox BakyyMowm, mocie dero gqobasmsum JIXM (1011 mm). [TonydenHyro
CMeCh NEepEeMEIINBANIN [P KOMHATHOH TeMIIepaTrype B TEUYEHHE MPUMEpPHO 2 4, a 3aTeM (IIBTPOBAIN depes
BCITOMOTATENbHBIA QMIBTP (IuaToMoBas 3emiist). OMIbTpAT MPOMBIBATM ABKILI BOJOW. OpraHndecKyro ¢asy
o0OpabareIBa)M aKTUBHPOBAaHHBEIM yTiieM (15 1) pu 25°C B TeueHue 2 9 U 3arpyxayid GUIbTPOBATHHYIO JOOABKY
-IAATOMOBYIO 3€MJI0. DTy CMeCh (MIBTPOBAIN M MPOMBIBAINA OCAIOK Ha (QMIBTpe AUXJIOpMETaHOM. PacTBop
KOHIICHTPUPOBAJN MPH TOHMKEHHOM JaBlieHUH Tipu npuosmsutensHo 50°C. JJobapmsu 2-Me-TT'® (550 mur) u
KOHIICHTPUPOBAIH cMech 10 350 MIJI MpH MOHMKEHHOM JaBicHuu mpu npumepHo 50°C. J[oOaBnsnm H-rentaH
(850 mur) mpum 45°C. D1y cMmech nepeMemmBany B TeueHue 2 4 npu 45°C u oxaxaanu 1o 15°C Ha IpoTsHKCHUA
4-6 u. IlponykT BeIgemsuM (uibTpanmeil, a ocagok Ha (QuIbTpe NpombIBamu cMmecblo 2-MeTI ®/u-renran
(1:3 06./06., 200 1), a 3arem H-rentanoM (300 r). BraxxHsrit nponykt cymwim nox Bakyymom npu 40-60°C, B
pesyibrare yero noixydanu 98.8 (91%) nponykra. XapakTepuCTHKHU MPOAYKTa IPUBEICHBI BHIIIIC.

Peakmmst S-5 (meoOs3arenbhast). OumcTka TpeT-OyTHI-5-(4-OcH3amMun0GheHN)-3,6-TUrHIPOIUPUANH-
1(2H)-kap6oxkcmiiata u TpeT-0yTHi-5-(4-6er3amunodenmn)-3,4-murunpornupunua- 1 (2H)-kapOokcunaTa.

B peakmmoHHBIH cocyn 3arpy’Kajl HEOUHIIICHHOE HEHACHIIIEHHOE MPOM3BOJHOE aHWIMHA (TPeT-OyTHiI
5-(4-6enzamunodennn)-3,6-guruaponupunui- 1 (2H)-kapbokcunar u Tper-Oytun 5-(4-6enzamugodenwn)-3,4-
muraaponupunui- 1 (2H)-kapookcunat, 100 1), a 3atrem aneronutpuin (ACN, 316 1). DTy cMech niepeMenTuBaIH

npoOMedHCYmouHblil
mosunam
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B Teuenue | 4 mpu 75°C, mocne yero no6asisiu aneroHuTpuia (143 mi). MemtenHo noGasinsun Boxy (291 r)
npu 75°C. Oty cMech nepeMemuBany B TeueHue 2 4 npu 75°C, a 3aTeM MeUIeHHO oxiaxaanu Ao 4°C Ha mpo-
TsOKEHUHW 6 9 1 BeiAepxkuBaiu npu 4°C B Tedenue emie 5 4. [Ipoaykt BeIaesuin GUIbTpaned W MPOMBIBAIH
ocaJiok Ha (UIBTPE CMeChIo areToHUTpUIT:Boaa (2:1, 75 1), a 3areM Bozoi (100 ). BraxkHslid ocagok Ha QUIBT-
pe Cymwim 1moj BakyyMoM B TedeHume 48 4 mpu 45°C, B pe3yabTaTe 4Yero IoJIydald OYHIICHHBIH TPOIYKT
(96.0 T, 96 %).

Peaxmmst S-6 u S-7. Cunres tpet-0yTui (S)-3-(4-6en3amMugodermn) numnepuana- 1 -kapOoKcuiaTa.

?oc Bloc Bloc
Josiphos-SL-J505-2 N N
[Rh(nbd),BF,, H,
CHLI, i NaOH/EtOH
Ph” N HoN
mpem-6ymun 5-(4-benzamuoodenun)-3,6- L —
ouzudponupuoun-1(2H)-xapboxcunam u mpem-6ymun-(S)-3-(4- mpem-6ymu (S)-3-(4-
mpem-6ymun-5-(4-6enzamudoghenun)-3,4- Gensamudodenun)nunepuouH- amunogenun) nunepuoun
oueudponupuoun-1(2H)-xapboxcunam 1-kapboxcunam -1-xapboxcunam

B peaknyoHHBIH cocyx Ui THAPOTEHHPOBAHMS 3arpyxaiu (Tper-0yTwi-5-(4-0enzamunopenmn)-3,6-
muruaponupuani-1(2H)-kapbokecunar  u - Tper-0yTHi-5-(4-0en3aMunodenin)-3,4-muruaponupuaus- 1 (2H)-
kapOokcunar, 100 r), Josiphos-SL-J505-2 (770 mr), karanuzatop Rh(nbd),BF, (500 mr) u JIXM (320 r). Cmechb
JIeTa3upoBANIX TOCIEIOBATEIEHBIMA [TUKIAMU BaKyyMHpPOBaHHE/00paTHOE 3allOTHEHHE a30TOM. DTy CMeCh Ha-
CBIIIATIM Ta3000pa3HBIM BOJOPOIOM IIOCIEIOBATECIBHBIMY IIMKJIAMH BaKyyM/BOIOPOJ MO AaBiieHHEeM 10 1.55
MIla (224 ¢ynToB/KB. moiiM. TemrepaTypy cMecu nosbimany 1o 40°C u mepemMenmBaiyd cMech B TedeHune 19 1
o AaBieHneM Boaopoaa 1.55 Mlla (224 ¢byHTOB/KB. moliM). ITy cMech oxmmaxkaanu 1o 20°C, merazupoBaiu
MATHIO TIOCIICAOBATEIFHBIMH IIMKJIAMH BaKyyM/oOpaTHOE 3amloIHEHHE BoAopoaoM. Ecim peakuuns He 3aBepima-
J1ach, IPOBOIMIIN €I ONUH IHUKJI TUApOTeHnpoBanus. [locie 3aBeprienus peakiun n06assy XM (231 1) u
(unpTpOBAIM CMECh JUIA yianeHus Katanusaropa. Ocaqok Ha GUIBTPE CHONACKUBAIH JUXJIOopMeTaHoM (58 1) u
KOHIEHTpUpoBaiy (uisTpar mox BakyymoM 1o 210 miu npu npumepHo 55°C. Jlo6asmsmu sranon (350 min) u
KOHILIEHTPUPOBAJIM CMECh I10J BakyyMoM 110 420 mut ipu npubamsurensHo 55°C, noBTopsim emé asa pasa. [lo-
Oapisun 3Tanon (115 mir) ¢ BoausiM runpokcuaoM Hatpus (30%, 347 r). Cmeck HarpeBanu pu 80°C 1o 3aBep-
IICHUS peakiuu. DTy cMech oxuyaxnaanmd 10 15°C u nobasisim Boay (996 r). Cmeck nepeMermBanu mpu 15°C B
TedeHue 1.5 4 u BeIAEISUH MPOAYKT GubTpareii. Ocamok Ha GUIbTPE MPOMBIBAIH BOJOW U CYIIVIH BIAYKHBIH
ocanok Ha puibTpe mox BakyymoM npu 50°C, B pe3ynbpTare dero noxydanu npoaykt (71 T, 96 %).

'H-SIMP (400 MTI'ti, CDCl3) 7.02 (d, J=8 T'i, 2H), 6.62 (d, J=8 T'i, 2H), 4.135 (br s, 2H), 3.601 (s, 2H),
2.69-2.557 (m, 3H), 1.74, (m, 1H), 1.611 (m, 1H), 1.57 (m, 2H), 1.529 (s, 9H);

BC-SIMP (CDCl;, 100.61 MI'm) 154.892, 144.947, 133.667, 127.893, 115.206, 51.017, 44.243, 43.861,
41.703, 31.947, 28.710, 28.520, 25.611;

MacCC-CIIEKTPOCKOIHS BEICOKOTO pa3pelicHus: m/z: [M-er]+ pacu. s C,H7N,0, 221.1285;

skem.: 221.1282.

JIOTIOTHUTENBEHO TECTUPOBAIIHN €Ile HECKOIBKO XUPAIbHBIX JIUTaHIO0B ¥ PACTBOPHUTEIICH; PE3yNIbTaThl ITOKa-
3aHBI HIXKE.

Homep Jlurang PacTtBoputens | [IpeBpamenne I.1. (%)
(%)
1 Josiphos-SL-J505-2 CH,Cl» > 99 79
2 Josiphos-SL-J013 Me-TT'® 12 73
3 Josiphos-SL-J212 Me-TI'® 36 82
4 Josiphos-SL-JO11 Me-TI'® <5 He onpeneneno
5 Josiphos-SL-N012 MeOH 90 60

Q MeO. Q( %\// @
e
SO OETVED

Josiphos-SL-J505-2 Josiphos-SL-J013 Josiphos-SL-J212

Q( OMe
SEY T

OMe
Josiphos-SL-J011 Josiphos-SL-NO12
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Peaxrus S-8. Cunres (S)-4-(1-(Tper-0yToKCHKapOOHIIT ) TUITEPUANH-3-1IT)OCH30IAMIHUS STaHCYIb(OHATA.

Boc
| Boc
N [
EtSO5H N
MeCN/MeOH 0
AN
/F \o-
HoN (0]
*HaN
mpem-6ymun (S)-3-(4- (S)-4-(1-(mpem-
amunogenun)nunepudun-I-xapboxcunam oymoxcuxapbonu)nunepuoun-3-

UI1) 6eH30MaMUHUS SMAHCYIbGOHAM

B peakunoHHBIN cocyn 3arpyxanu TpeT-0ytun (S)-3-(4-amunodeHmn)nunepuaui-1-kapookcunar (100 r,
362 mMmoub, 1.0 9kB.) u anetoruTpui (959 r). Temmepatypy moBoawmm 10 25°C u 100aBISITA MUKPOKPHUCTAIUIIH-
yeckyro nemntonosy (10 r). Oty cMmecs nepememnBaiy B Tedenue 1.5 4 u ¢unprpoBamu. Ocagok Ha (uiibTpe
crioJlacKuBaiy aneToHUTpwiIoM (489 r). @unbrpar oxnaxnamu 1o 0°C u nodassmi Metanon (126 r). ['oToBunm
pacTBop TaHCyIb(GOHOBOU KHCIOTHI (42.6 T, 1.07 3kB.) B arierorutpmie (87 r). HacTs 3TOTO pacTBOpa n100aBIIsA-
m (20%) x peakuuoHHO# cmecu mpu 0°C. loOGaBnsun 3aTpaBKu aHWIMHATaHCYIb(oHaTa (260 mr). ITomyden-
HYIO0 CMeCh mepeMermBany npu npumepHo 20°C B TeueHue 2 4, MOCIe Yero MEAJICHHO J00aBIsUTH OCTABIIHNACS
pactBop sTaHcynb¢oHnara (106.08 r) Ha nmporshkenun 13 4 npu 0°C. DTy cMech nepeMelInBail B Te4eHHe 8 1
mpu 0°C ¥ BBIACTSUTH KPUCTALIHIESCKUA MPOAYKT GrmbTpamuei. Ocamnok Ha QHIBTPE MPOMBIBATIN CMEChI0 Me-
TaHOJa U aneToHUTpriIa (4%), a 3aTeM areTOHUTPHUIOM. BiaxkHbIl 0cagoK Ha QIIBTPE CYLIMIN MO BaKYyMOM
B Teuenne 20 1 mpu 20°C ¢ momydeHneM npoaykTa B Buze OeoBaToro TBepaoro Bemectsa (108.5 T, 77.6%).

'"H-SIMP (400 MI';, CDCls) 9.90 (br s, 3H), 7.49 (d, J=8 T'y, 2H), 7.25 (d, J=8 I', 2H), 4.12 (br s, 2H),
1.98 (m, 1H), 1.74 (m, 1H), 1.61-1.56 (m, 2H), 1.45 (s, 9H), 1.106 (t, J=7 I'y, 3H);

BC-SIMP (JIMCO-dg, 100.61 MI') 154.324, 143.759, 131.021, 128.826, 123.452, 79.172, 45.654, 41.936,
31.670, 28.556, 25.450, 25.363, 10.299;

MacCC-CIIEKTPOCKOIHUS BEICOKOTO pa3pelicHus: m/z: [M-er]+ pacu. s C,H7N,0, 221.1285;

akem.: 221.1282.

HononnurensHo nonyuenue cond DCK w3 4 pa3nuyHbBIX CHUCTEM PACTBOPUTENIEH MO3BOJISIIO MOBBICUTH
3. U. 10 85-98% 3. 1. Pe3ynbTaThl MOKa3aHbI HUXKE.

Boc Boc

OCK (1 akBuB.)

P

20 o6.pacteoputens, KT

H,N H,N AHunuH 3CK

1(79% a.u.
2: PactBoputens: MeCN(a.u. 85%, Bbixoa 89%)
3: PactBoputens: 7.5% MeOH/MeCN(3.u. 95%, Bbixoa 70%)

4: Pacteoputenb: 10% MeOH/MeCN(a.u. 95%, Bbixoa 56%)
5: PactBoputens: 40% OXM/MeCN(3.u. 98%, Bbixoa 51%)

O6pazoBanue coau ICK ¢ yBenuyeHHEM 3. H. TP KOMHATHOH TeMIeparype

PacrBopurens | Bpems | O0bem | 3.1 3. H. Beixon
(u) (ma/r) | (MC) | Bbiae/ieHHOT | H3BJIeYeHHsI
(%) 0 TBEPAOro npH
BeIecTBa BBIICJICHHUH
(%) (%)
MeCN 0.5 14.3° 79 85 89
7.5%
MeOH/MeCN 1° 15.4 79 94.5 68
7.5%
MeOH/MeCN 19° 154 79 95.5 72
10%
MeOH/MeCN 1* 15° 79 95 56
40%
JXM/MeCN 1° 152 79 98 51

*00bem 110 oTHOIEHUIO K conr (20 06. M0 OTHOLIEHHIO K CBOOOIHO-
MYy OCHOBAHMIO).
® VkaspIBaeT BpeMs JKHIKOI MAcChl IIOCIIE 3aBEPIICHIS 00Pa30BaHIs
COJIH.
[Ipumep 3. Cunre3 Hupanapruba To3uIaTa MOHOTHAPATA.
B mpumepe 3 omnmcaH cHHTE3 COCIMHCHUS HUpanapuda To3minarta MOHOTHIpara (cM. Takxke dur. 3).
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Boc

Eoc
1M NaOH N
Tonyon
HoN EtSOzH H,N
AHunuvH B hopme conm AHUNUH B thopme — =
3cK GO Me
CcBOGOAHOrO OCHOBaHMsA
kat. TOYK N3
-H,0 2N
COMe NaN, COMe NBoc
NO2 _— N3
EtOAc/AMCO
CHO 40°C CHO L PactBop nMuHa |
Anbperng A ApomMaTU4ecKuin asmg J
COzMe COzLI
Cu(OTf), L|OH
R E—
Tro/ronyon ‘O——C) EtOH l®-—<:)
80 °C 60 °C
pacTBOpP CROXHOro
reTepoLUKnMyeckoro athmpa Conk nutus
1. TOYK
2. CDI/HMPA CONHz oc pTTrsa?H.Hzo CONH2
3. NH4OH
—_—
Boc-amup, HeounuieHHbIi HUpanapu6

TO3unaT MoHorugpart

o]
1]
CONH __
Mecwﬁfﬂa : 1. AMCO/B0z2 CONHz 0=$—OH
2. MoKpb I iomMon &~ NH
"o H,0
Hs
OonTu4eckun Oﬁorﬂl“eHwal HMpanapMG TO3unaTt MoHOrMapar

HUpanapu6 To3unaT MoHorMapar

Cunre3 Tper-0yTHi-(S)-3-(4-amuHopeHmn)nunepuani- 1 -kapookcunara (aHwimHa B Gopme cBoOOTHOTO
OCHOBAaHHU).

Boc

1M NaOH

—_—
Tonyon

HoN EtSOsH HoN

AHunuvH B hopme conu
3CK

AHunuH B hopme
CBOGOAHOTO OCHOBaHuA

Bomusiii ruapokxcuaa Hatpus (1 1., 649 mut, 675 T, 1.2 3kB., 3.13X) MemIeHHO TO0ABISUTH K OXJIKIACHHON
(15°C) cycnensun anmnmmunaa B popme cot DCK (210 1, 541 mmons) B Tomyosne (2730 1). DTy cMech nepeMenin-
BaJIM B TeUEHHWE | 4 M TaBaJiu CJIOSIM yCTAaHOBUTHCS. Dasbl pa3Aessiin u opraHudeckyro a3y HarpeBanu a0 23°C
U TpoMbIBanK BoJo# (730 mu1, oObryHO 3 pasa) mo moctxkenust pH BogHoro pactBopa ot 7 mo 8. Ilomywanu
CBETIIO-XKENTHIN pacTBOp (mpubmu3urensHo 2830 r), moiydyas TakuM 00pa3oM MOYTH KOJHMYCCTBEHHBIA BBIXOJ
aHWIMHA B ()OpMe CBOOOTHOTO OCHOBAHMSI.

CuHre3 Metun 2-a3uno-3-hpopmuindeH3oar (apoMaTHUECKUN a3u).

COzMe NaN3 COo,Me
NO, —_— N3
EtOAc/AMCO
CHO 40°C CHO
IAnbaerng A ApomaTnieckun asma,

Cwmech azuna Hatpus (32.6 T, 1.05 skxB.) B JIMCO (440 r) nepemermBany npu npuMepHo 25°C B TedeHue
20 muH, rocie yero no6asisutk dtuianetat (450 ) u metmit 3-popMumi-2-HuTpobensoar (anpaerun A, 100 r,
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1.0 akB.). D1y cMech HarpeBanu 110 40°C U epeMeInnBaid B TEYCHUE IPUMEPHO 3 4 IPH IPOAYBaHUH a30TOM.
3areM K mepeMmemrBaeMoi cMecH pobasisun stminanerat (450 r) u Boxy (500 r) nmpu 35°C. dasbl paznensiiyg u
HIOKHIOIO (BOAHYIO (a3y) skcTparupoBaim dtwnamneratom (450 r) mpu 35°C. OObennHEeHHBIE OpraHndeckue (da-
3BI IPOMBIBANIK BoI0H Tipr 20°C, B pe3ysbTaTe 4ero MmoJrydaiy IpoayKT B (hopMe pacTBOpa B dTHIIAIIECTATE.

Cunre3 tpet-0yTni-(S,E)-3-(4-((2-a3umo-3-(MeToKCHKapOOHNIT ) OE H3UIH ICH )aMHHO ) (heH I ) TATIEPUTAH- | -
KapOokcmiaTa (MMHHA).

CO,Me
Boc CO,Me N3
N3 kaT. TOYK
+ E— N
cho | HO
HoN NBoc
2
"AHURWH B hopMe CBOBOAHOTO - - - -
ApomaTuyeckuin asmg PacTBOp MMMHa

OCHOBaHUA
K pacTtBOpy apomaTtndeckoro asuaa B 3THJIALleTaTe, MOTYYCHHOMY KakK OMICAaHO BHIMIE, no0aBimsum 98%
pacTBopa aHIINHA B opMe CBOOOIHOTO OCHOBaHUS B Todyole (97% pacTBop mo mMacce), MOTy4eHHOTO Ha Tpe-
JBIAYIIEM dTane. DTy CMeCh KOHIEHTPUPOBAIHN A0 MPUMEPHO 2 11 moJ BakyyMoM npu 45°C. DTy cMech oxJax-
Jlajii 10 KOMHATHOW TeMIeparypbl, 1 go0aBisum TpudTopykcycHyto kucioty (55 mr, 0.001 skB.). 3Ty cMech
HepeMeIInBaIi P KOMHATHON TeMIIepaType B TeUEHHE PHUMEPHO OJJHOTO Yaca, MOCJIe Yero KOHLEHTPUPOBAIIH
Jo npumepHo 1 1 mox Bakyymom mpu npumepHo 50°C. Ilocne oxnaxaeHus 10 KOMHATHON TeMIEpaTypsl pac-
TBOP HCIIOJIb30BAJIM HETIOCPEACTBEHHO Ha CIIEAYIOIIEM dTale.
Cunre3 metwi-(S)-2-(4-(1-(tper-OyTokcukapOoHum ) munepuauH-3-mt)dpennn)-2 H-unnazon-7-kapOokcuinara
(CJIOKHOTO TETEPOIUKINIECKOT0 ddupa).

COzl\ﬂe
N3
CO,Me Boc
N Cu(0ThH, _N N
—_— N
NBoc Tro/ronyon = N ( ) : ;
60 °C
pacTBOp CHOXHOrO
- PacTBOp MMMHA - reTepoLUKNMYeckoro acupa

K mepememmBaemoii cycriensun tpuduriata meau (II) (900 mr, 0.005 sxB.) B TT'® (1.78 1) mpu 60°C nobas-
JSUTH TI0 KaIUIAM Ha MPOTSHKGHUM 4 9 pacTBOp MMMHA, MOJTYYEHHbIH, Kak omucaHo Beimre. Ilocne 3aBepuieHus
no0aBIeHUS CMECh TIepEeMENTMBAIN B TeueHHe nmpuMepHo 3 1 mipu 60°C, a 3aTeM oXJakIadu 10 KOMHATHOH TeM-
nepatypsl. PacTBopuTeNs 3aMEHSUT Ha 3TAHOJ ITyTeM J00aBieHus 3TaHosa (1 J1) ¥ KOHLEHTPUPOBAIH 10 IMpPHU-
MepHo 0.8 11 mox BakyymoMm mpu 50°C. DT0 NOBTOPAIM TPHU pa3a U MOILyYaldd PaCTBOP CIOKHOIO FeTEPOLUKIN-
YyecKoro agupa B 3TaHoJIe. DTOT PACTBOP MCIOIb30BAIM Ha CIICAYIONIEM dTare 0e3 JOIOIHUTEILHOI 00paboTKH.

Cunre3 (S)-2-(4-(1-(tper-OyToKcukapOoHMI ) InepuanH-3-ui)permn)-2H-nnna3on-7-kapookcuinara -
TSI (JINTHEBOH COJIN).

CO,Me Boc CO,Li lBOC
_N N LiOH _N, N
= EtOH =
60 °C

pacTBOp CROXHOro

reTepoLMKnnyeckoro achupa nuTuesas conb

[TepememmBaeMyto CyCTICH3UIO THAPOKCHIA JTUTHS MOHOTHApaTa (22.4 1, 1.2 7kB.) B aTanose (560 mur) Ha-
rpeBas o 60°C. [To karsiM Ha TPOTSHKEHUH 4 9 T0OABIISIIN PacTBOP CIOKHOTO TeTEPOIUKINIecKoro ddupa B
araHoje (mpubau3uTenbHo 0.8 J1, IPUTOTOBJIEH, KaK OIHMCAHO BBIMIE), MOAAEpKHUBas TeMreparypy mpu 60°C.
Oty cMech nepememBany mpu 60°C B TedeHUEe IPUMEPHO 2 9 10 3aBepiieHus peakimi. CMech OXIaKIAIH 10
npumepHo 10°C 1 KOHIIEHTPUPOBAIN BaKyyMHOHN auctwiusanued npu npumepno 50°C mo 1.2 1. Temmepatypy
JnoBouiH 10 65°C n MeuIeHHO 100aBisIn K epeMelinBaeMoi cMecH H-rental (820 MiI) Ha MPOTSHKEHUH 8 4
npu 65°C. Oty cMmech oxnaxkaanu Ao 23°C, a 3aTeM nepeMelIuBald B TEUEHUE MPUMEPHO 8 4 IMPU KOMHATHOMH
temriepatype. [loaydeHHOE TBepaOe BEIIECTBO BHIAEISUIN (QHIbTPAlMell 1 MPOMBIBAIN CMECHIO 9TaHOJ/H-TENTaH
(1:1 00.:00.), a 3atem H-renrtaHoM. CBHIpO¥ MPOAYKT CYIIWIIN 110/ BaKyyMoM TIpu nmpuMepHo 50°C, B pe3ynbTare
yero nosry4danu 176 r mutreBoit conu (86%).

'"H-SIMP (400 MI'ey, IMCO-dg) 9.01 (s, 1H), 7.96 (d, J=7.2 T, 3H), 7.79 (d, J=8.0, 1H), 7.34 (d, J=7.6 T,
2H), 7.15 (dd, J=8.0, 7.2 I'y, 1H), 3.97 (br d, J=12, 1H), 2.78 (br s, 2H), 2.64 (m, 1H), 1.85 (m, 1H), 1.68-1.61
(m, 2H), 1.42 (s, 9H);
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BC-AIMP (JIMCO-dg, 100.61 MI'm) 167.85, 154.35, 148.51, 144.13, 138.48, 130.43, 128.45, 124.05,
122.77,122.51, 122.32,79.19, 41.98, 31.68, 28.59, 25.49;

Macc-CIIEKTPOCKOIIHS BEICOKOTO paspemtenus: m/z: [M+H]™ pacu. mmsa Cp4H,gN304 422.2074;

aKcI.: 422.2068.

Cunre3  (S)-3-(4-(7-xapbamonn-2H-nuaazon-2-wn)heHnn)munepuant-1-u1  4-MeTHI0eH30ICcynb(poHaT
MOHOTHIpaT (HUpamapuod TO3WIaT MOHOTHAPAT).

1 .TIDYK
COLi Boc 5 cpyaMea CONH, Boc

O 2 I O
N N
Sy =

nutueBas conb

H,O O
pTsOH.H,O CONH, o= S OH

e atse

Heo!
To3unaTt MOHOrMﬂpaT

K cycnensun nmutuesoit comu (100 r, 1.0 3xB.) B cyxom JIM®DA (420 M) MemieHHO T00aBIsIH TPUPTO-
pykcycHast kucnoThl (28.4 1, 1.06 5kxB.) ipu 0-10°C. DTy cMech BCTpsxuBaiu B TeueHue 30 MUH W 3arpyKaiu
nopumsamMu kapoorumaurnmuaason (CDI, 52.8 r, 1.39 sks.) mpu 0-10°C. D1y cMech HarpeBainu 10 npuMepHo 17-
27°C, a 3aTeM OCTaBJISUIM TIEPEMEIINBATLCSA B TeUeHHE TpuMepHO 3-4 4. [locie 3aBepiieHus: peakiuy mapTHIO
oxnaxaanmu 10 5-10°C u MeIyIeHHO T00aBIsI BOJAHBIN PacTBOP THAPOKCHIA aMMOHHUS (27.2 T, MpUOIM3UTEIb-
HO 29 mac.% u 2.0 3KkB.), HoAAepKUBasl BHYTPEHHIOI TemIieparypy B auana3one 5-20°C. DTy cMech HarpeBaiu
1o 15-23°C n BerpsixuBanu B Tedenue npuMepHo 30 muH. Jlo6asisu Boxy (995 1), a 3atem stmnanerar (1332 r).
OTy cMech BCTpSIXUBAJIU B TeueHHe 1o MeHbmei mepe 30 MuH npu 15-25°C, u naBanu cMmecu ycrostees. Ciaou
pas3zensuiy, OpraHudecKyto a3y MpOMBIBAIM BOJHBIM pacTBOPOM Tuapokcuaa ammonus (140 mi, ~6%) B KoH-
YyecTBe, HEOOXO0ANMOM JIIS TTOJTHOTO YIAJICHHS TeTEePOLMKINIECKON KHCIOTh ¢ Boc U3 pacTBopa B aTMIanerare.
Opraandeckuii c10i mpoMbIBaIN 5% coneBbIM pacTBopoM (3x340 mir). Opranndeckue (pa3pl KOHIEHTPUPOBAIN
1o mpuMepHo 640 Mt BakyymHoi auctwnsanueii. JJobamsmu TI'® (845 1) u mOBTOPSITN BAaKyyMHYIO JUCTHILIS-
o 10 640 mut. Temrieparypy pacTBopa cHkanmu a0 15-25°C u 106aBisu mapa-Toayoscyab(POHOBOW KHCIIO-
Tl MoHOTUApat (pTsOH-H,0) (99.5 1, 2.23 sxB.). DTy cMech IepeMemBaii Ipd KOMHATHOH TemIepaType B
TedeHne npuMepHo 30 MUH W HarpeBay ¢ OOpaTHBIM XOJIOAWJILHUKOM B TeueHue npumepHo 14 4. ITocne 3a-
BEpIICHUS peakuu yaaneHus Boc cmech oxnmaxmanu no 17-27°C u gobasmsum Boau (89 1). DTy cMech miepe-
MeIMBaIN B TedeHue 3-4 4 npu npumMepHo 17-27°C u BBAETSAIN HEOUHIICHHBIH TPOAYKT ¢uibTparueit. Oca-
JIOK Ha (QUIBTPE MPOMBIBAIN TETPAaruapoypaHoM U CYIIMIN M0J BaKyyMoM 1ipu <35°C c¢ rmosy4eHHeM Heodu-
IIeHHOT0 HUpamnapuba Tozminara MmoHoruapara (108 r, 91 %).

Ornrrnyeckoe oOoraiieHue.

MeCN / 'Boaa CONH2 O=S—OH

CONH, o= s OH () _N, NH
_— N H,0
g @—Q )
CHs;
HeOoYMLIEHHbIN HUP onTu4eckn oboraleHHbIN Hupanapué
TO3MnaT MoHoruapar TO3MnaT MoHoruapar

K cmecn anerorutpmia (1580 1) u Bomsr (2000 r) moOaBisuii HEOUUITICHHBIH HUpAnapuod TO3WIAT MOHO-
ruzapat (100 r akTHBHOTO SHAHTHOMEPA). DTy CMECh BCTPSAXHMBAIN B TeUeHHe MpuMepHo 3 4 mpu 18-26°C. Oty
cMech (PHIIBTPOBANN Yepe3 KapTPHIDK, COAepKaIliii aKTHBUPOBAHHBIN yroib. OUIBTPAT KOHIEHTPHUPOBAIN Ba-
KyyMHOH auctwurinuedd npu npuMmepHo 45°C no 1.340 mu. CMech oxnaxknanu 10 15-25°C u BeIIEpKUBAIN B
teueHnue 1 u. [TpoaykT BIAETUIM QUIBTPAUCH W MPOMBIBAIM OCTATOK Ha (UIbTpe BOMOH. [IpoaykT cymmim
moJ BakyyMoM 1ipu nipumepHo 45°C 4, B pesynprare yero nonydanu 90 r (87%) onTudeckr 000TaleHHOTO HU-
panapuda To3uaTa MOHOTHIIPATa.
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®uznueckast hopma/peryupoBka pa3Mepa yacTull.

CONH o= S OH
2 1.AMCOfBona  »r CONHZ
2_M0Kpbu7| nomon
@—Q o @—Q

ONTUYECKM 06oralleHHbIN Hupanapmo
TOo3unaT MOHOruapartr HMpﬂﬂﬂpM6 TO3unaTt MoHOrngpart

Bony (8.0 i) 3arpyxanu B peakIIMOHHBIH cocyl U oBoawiIn Temieparypy no 20-30°C. Bo Bropoit peak-
IIMOHHBIA COCYJ 3arpy’kajii ONTHYECKH OoOoralleHHbId Hupamapu® to3mnatr moHoruapar (1.00 kr), a 3arem
JAMCO (4.39 kr). OTy cMech nepemMemuBany 1 HarpeBaym 110 28-38°C 1 BCTpSXHUBAIU 70 TTOJIHOTO PaCTBOPECHHUS
TBEPABIX BEIIECTB. 3aT€M 3TOT PacTBOP (PUIBTPOBAIM B BOAY B IEPBOM PEAKIIMOHHOM COCYZE, HOAICPKUBAs
TEMITEpaTypy cocyna Juisi Kpuctaumu3anuu Ha ypoBHe 20-30°C. DTy cMech nepeMelBaid B TedeHue 1-2 d.
Heo6s3aTenbHO MOTYYEHHYIO CMECh MOKHO INEPEHECTH B IPYrod PEakIHOHHBIH COCYZA C HCIOIb30BaHHEM
MEIBHHUIIBI BIIA)KHOTO TIOMOJIA, €CIIM HE0OXOJUMO YMEHBIIUTh pa3Mep 4acTull. Ty CMECh BCTPSIXMBAJIM U Harpe-
BaJIM, a 3aTeM MEAJICHHO OXJIAXIanHu. B ciyuae HEOOXOOMMOCTH 3TOT TEMIEPAaTypHbIH LUK (IPOKAIMBaHHE)
MOXHO ITOBTOPUTH. KOHEUHBIH NMPOAYKT BBIACISUIN (UIbTpAaLel, a OCTaTOK Ha (MIBTpE MPOMBIBAIN BOJOH.
BrnakHblii ocafok Ha GUIBTPE CYIIWIN HOA BakyyMoM npu npumepHo 45°C ¢ nomyyennem 0.9 kr (90%) uupa-
napuba To3WIaTa MOHOTHpATA.

'H-SIMP (400 MI'u, CD;0D) 8.97 (s, 1H), 8.15 (dd, J=0.9,7.1, 2H), 8.04 (d, J=8.6, 2H), 8.01 (dd, J=0.9,
8.4, 2H), 7.72 (d, J=8.1, 2H), 7.51 (d, J=7.9, 2H), 7.27 (dd, J=7.1, 8.4, 2H), 7.22 (d, J=7.7, 4H), 3.49-3.44 (om,
2H), 3.19-3.06 (om, 2H), 3.11 (om, 2H), 2.34 (s, 3H), 2.10-2.09 (om, 2H), 1.94-1.87 (om, 2H);

BC-SIMP (100.6 MI', CD;0D) 169.6, 148.0, 143.6, 143.0, 141.8, 140.4, 131.7, 129.9, 129.7, 127.2,
127.0, 125.3,124.1, 123.1, 122.3, 121.9, 50.1, 45.1, 41.0, 30.8, 23.9, 21.3;

MacC-CIEKTPOCKOHS BBICOKOTO pa3pemnieHus: dKkeir.: m/z=321.1717 (pacu. m/z 321.1710).

XOTs B HACTOSIIEM H300pETEHUHN TTOKAa3aHbl U OIMHCAHBI NMPEAIOYTHTENLHBIE BAPUAHThl Pealn3alun H30-
OpeTeHus, IS CHEHUAIICTOB B JaHHOM 00JIaCTH OYEBHUIHO, YTO 3T BAPHAHTHI PeallU3alui NPEICTABICHBI HC-
KITIOYMTENFHO B KadecTBe mpuMepa. [ crenuanucTa B JaHHOW 0OJIaCTH MOHSATHBI Pa3jIMYHbIC Bapualny, W3-
MEHEHMS ¥ 3aMEHBI, He BRIXOAAIINE 3a Mpeaeibl n3oopereHus. Cieayer NOHMMaTh, YTO IPH pealn3aly M30-
OpeTeHHsT MOXHO NPHUMEHSTh Pa3NYHbIC aJbTEPHATHBBI BapHaHTaM pEaln3alliy, ONHCAHHBIM B HACTOSILEM
n3o0perenun. [Ipeamonaraercs, 4To 00beM H300PETCHHS OMPEICIICTCS CICAYIONIeH nanee Gpopmynoit nuzoodpe-
TEHHS M 9TO OH OXBaTHIBAET CIIOCOOBI M CTPYKTYPBI B 00beMe MTYHKTOB 3TOH (OPMYIIbI U MX SKBUBAJICHTHI.

OOPMYVYIJIA N3OBPETEHMA
1. Cioco®6 mosydenus conu GopMyIis (7), BKITIOYAIONTHI
A
e ®
OO
R3 R3 ,R1
Rs _N, ;:: :N
N
=
R3
R o R ™,
(a) momydenue coenuHeHust Gopmysl (1) MM €ero coiu, BKIIIOYaroIee
COzR; R: Rs Ri
R3 N3 N
N
Ry 7
R R R R (),

OCYIIECTBIICHHE KOHTaKTa COeMHEHUs (POPMYJIIBI (2) MK €T0 CONH ¢ coequHeHneM GopMyisl (3) nim ero
COJIBIO

CO.R,

R
Ns 3 Rz N,R1
H,N
R3 R3

(b) monyueHue coeqMHEHUS (bopMym,I (5) WJIM €TO COJIH, COCTOSIIIEEe U3
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CO2R2 R3 R3 ,R1
Ra N, N
~ N
R3
Rs Rs R3 ),

OCYIIECTBJICHUST KOHTAKTa YKAa3aHHOTO coeauHeHHs (opMyIbl (1) WM ero COJM ¢ CONbI0 MEIU B MPHUCYT-
ctBun pactsoputeneit TI'® u Tomyona

R, Ny Rs  Rs N,R1
N
Ry, H R3 Rs (1);

(c) ocymiecTBIeHNEe KOHTAKTa YKa3aHHOI'O COeAMHEHUsS! GopMyJbl (5) MM €ro CONH C TUAPOKCHIOM IIe-
JIOYHOTO MeTana

COR, R, R Ry
R3 =N, N
——
R3
Re R 5).

¢ mosydeHueM coiu Gopmynsr (7),

rae R, mpencrasmisier coboit H mmn aMHHO3aITUTHYIO TPYIITY;

R, mpencrasmister coboit H, C,.j ankwi, C;_jo TAJIOTEHATKWI WU apyiT; 0

Kaxapid R3 He3aBucumo npeacraisieT codoii H, ranoren, C. o amkui, C;_jo TaTOTEHANIKWIT WA apuiT; U

A mpescraBisieT OO0 KaTHOH MISIOYHOTO METalIa.

2. Cnoco6 1o 1.1, B KOTOPOM Ha 3Tare (a) KOHTaKT OCYIICCTBIISIOT B IPUCYTCTBHU TPUDTOPYKCYCHOM KH-
ciotsl (TOVYK).

3. Crmoco6 mo m.l mimm 2, B koropoM R; mpexacraBiser coboif Tper-OyTmiokcukapbonun (Boc),
9-dyopenmnmetiiokcukapoormn (Fmoc), kapOokcubensunpHyto rpymmy (Cbz), n-MeTOKCHOCH3MIKapOOHWUIT
(Moz), anetun (Ac), 6enzonn (Bz), n-merokcudensun (PMB), 3,4-nmumetokcndensmn (DMPM), n-meTokcudeHwn
(PMP), 2-madtanmeTmioBsiit 3¢up (Nap), To3wr (Ts) wu Tpuxmopatmixinopodopmuar (Troc).

4. Cnoco6 mo jrobomy u3 mm.l1-3, B koTopoM R; mpencraBiser coO0ol TpeT-0yTHIOKCHKApOOHMIEHYIO

rpymnmy (Boc).
5. Crioco6 1o 1.1, B kKoTopoM coeauaeHne GopMytsl (1) umeeT CTpyKTypy Gopmymsr (4)
CO.Me Boc
N3 N,
Z i
H 4).
6. Cnoco6 1o 1.1, B koTopoM Ha dTarne (b) cob Meau mpencTaBisieT co0oit TpudTopMeTaHcyIbHoHAT Me-
1 (1) (Cu(OTH)y).
7. Cnoco6 mo 1.1, B koTopoM Ha 3tane (b) KOHTaKT OCYIIECTBISIIOT B NPUCYTCTBHH TeTparuapodypana
(Tr o).
8. Crioco0 1o 1.1, B koTopoM coenuHeHne GopMydsl (5) Ha starne (b) uMeeT CTpyKTypy hopmynsr (6)
CO,Me Boc

,

_N, N

9. Crioco0 1o 1.1, T/ie KaTHOH MIEOYHOTO METAJIa MPEACTABIAET COOOH KATHOH JIUTHS.

10. Crioco6 mo 1.9, B koTopoM R pencrarisier co00it aMHHO3AITUTHYIO TPYIIITY.

11. Cnoco6 mo m.10, B KOTOpOM aMHHO3AIIUTHAS TPYIIa TPEICTABISIET CO00i TPeT-OyTHIIOKCHKApOOHHIT
(Boc), 9-¢yopernmerniokcrkapbormi (Fmoc), kapbokcndensmibHyto rpynimy (Cbz), n-MeToKCHOCH3UIKapOOHIIT
(Moz), auerun (Ac), 6erzoun (Bz), n-merokcubensmn (PMB), 3,4-mumetokcubensmwn (DMPM), n-mMeTokcudenun
(PMP), 2-madtunmeTunossiit a3¢up (Nap), Tozun (Ts) wmu tpuxnopatmwixiopodopmuat (Troc).

12. Cnoco6 mo mll, B KOTOpOM aMHHO3AaIIUTHAas TpyNNa MpeAcTaBiIseT CcoOOH  Tper-
OyTHIIOKCHKapOOHITBHYIO Tpymmy (Boc).

13. Crioco6 mo mrobomy u3 mir. 1 wiu 9-12, B kotropoM R, nipencrasisier coboit C. ;o anKuiL.

14. Crioco6 mo 1.13, B koTopoM R, npecraBisieT co00i METHIL.

15. Crioco6 no mrobomy u3 . 1 wu 9-14, rae kaxneiit Ry mpeacrasnseT coooit H.

16. Crioco6 1o 1.15, B KoTopoM coib popmyis (7) UMeeT CTPYKTYPY hopMys (8)
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COyLi Boc

N, N,

17. Cnoco0 morydeHusl THAPATUPOBAHHOM COJIU CO CICIYIOIICH CTPYKTYPOU:

R3 R3 R3
BKJTIOYAIOIIUIT
(a) momydenue coenuHeHust Gopmyisl (1) WM ero coiu, BKIIIOYaroIee
$O2R2 Rs Rs Ri
R3 N3 N
N
Rs 7
Rs H R R (),

OCYIIECTBJICHHE KOHTaKTa COSAMHEHUS GOpMYIII (2) WM €T0 COJA ¢ CoequHeHHeM (GopMyIsl (3) Wim ero
COJIBIO

CO.R,

Ry R R
R3 N3 3 3 N, 1
H,N
RS CHO
Rs 2, Rs (€)%

Rs

(b) monyuenune coequHeHUs HOPMYIHI (5) WK €T0 COJIH, COCTOSIIeE U3
CO,R,

R3 R3 ,R1
Rs =N, N
N
R3
R

R3 3 Ra (5)
OCYIIECTBJICHUST KOHTAKTa YKa3aHHOTO coeauHeHus (GopMyIbl (1) WM ero COJM ¢ CONbI0 MEU B MPHUCYT-
ctBun pacteoputeneit TT'® u Tomyona

COzR, R, Rs R
R3 N3 N
N
Rs 7 ::: ::J
Ry H Ry Rs (1);

(c) ocymiecTBIeHNEe KOHTaKTa YKa3aHHOI'O COeAMHEHUs GopMyJbl (5) MM €ro CONH C TUAPOKCHIOM IIe-
JIOYHOTO MeTaa

COQRZ R3 R3 ,R1
R3 /N\ N
N
R3
A 5.

(d) nonyuenue coequaeHnst GopMyIbl (9) MM €ro Conu, BKIIOYAOIIee
CONH3

RS R3 ,R1
R3 — N\ N
N
S
R
o R O,

OCYIIECTBIIEHHE KOHTAKTa cOMH (hopMyisl (7) ¢ peareHToM Ui peaknuii COYeTaHUs W THAPOKCHIOM aM-
MOHHS B IPUCYTCTBUU KHUCIIOTHI
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A
O
3
u (€) OCyIIeCTBIICHNE KOHTAKTa YKa3aHHOTO COCMHCHHUS q)opMynLI (9) WK €T0 COJU
CONH2

R3 R
ﬁ)@ M
Rs (9)

C MOHOTUAPATOM napa-TonyoncynL(bOHOBoﬁ kucnotsl (pTSA-H,0) ¢ monmydenueM cienyromei CTpyKTy-

pBIL:
@
CONH,

2RSS

rae R mpencraenser coboii H wimy aMUHO3aIIUTHYO TPYIIITY;

R, mpencrasnser coboit H, C;.j amkmi, C;_jy TaIOTCHAIKII WM apyJ;

Kax bl R; He3aBucuMo npezacrasisier coboit H, ranoren, Ci. g ankui, C;.jg raOTeHANKI WIH apUT;, U
A mpescTaBisieT OO0 KaTHOH IISIOYHOTO METalIA.

18. Crioco6 1o 1m.17, B KOTOpOM TUAPATUPOBAHHAS COJIb UMEET CTPYKTYPY dhopmysl (11)

0=8=0

H,O

R3

R3 R3 R3

(1)
19. Crioco6 o .17 w18, rae kaxaeiid Ry npencrasisier co6oit H.
20. Crioco6 o n1.17, B koTopoM coitb popmyisr (11) umeer cTpykTypy dpopmyist (12)

o®
CONH2

o= S (o]
(12)

21. Cmoco6 mo m.20, [IOMOJHHUTENHHO BKITIOYAIONIMN TOMyYEeHHE OSHAHTHOMEPHO OOOTaIleHHOTO
(S)-anpamnapn6a Tozunara MoHoruapara Gopmyssl (12), BKIFOUAIOIINHA

(a) ocyIiecTBIICHUE KOHTaKTa cMecH, coepkanie (R)-aupamapu6 To3unat MoHoruapart u (S)-Hupanapud
TO3WJIAT MOHOTHIPAT C BOJIOW U MIEPBBIM OPTaHHUYCCKUM PACTBOPUTEIIEM;

(b) otnencnue (S)-Hupamapuda TO3WIATA MOHOTHIPATA OT YKa3aHHOW CMECH (PIITBTPAIMCH C IMOTydCHIEM
YHAHTHOMEPHO oboramieHHoro (S)-Hupanapuba To3WIaTa MOHOTHIPATA; U

(c) ocymiecTBIeHHE KOHTAKTa YKa3aHHOTO SHAaHTHOMEPHO oOoraieHHoro (S)-Hupanapuba To3uaaTa MOHO-
THJpaTa CO BTOPBIM OPraHMYECKUM PACTBOPHTENIEM, BOJON HJIH JII000H MX KOMOWHAILIMEH C TMONydeHHUEM KpH-
CTATUYECKON (hOPMBI JHAHTHOMEPHO 00OTaIIeHHOTO (S)-Hupanaprbda To3uIaTa MOHOTHIpATA.

22. Croco6 1o 1m.21, TOTOTHUTENHHO BKIIFOYAIONIUNA MOKPBIH MTOMOJI KPUCTAIUTHYECKON (OPMBI SHAHTHO-
MepHO oboramieHHoro (S)-Hupanapnuda To3uaaTa MOHOTHIpATa.

23. Crioco6 no .21 wii 22, B KOTOPOM TIEPBBIH OPTaHUIECKUH PaCTBOPUTEND COACPKUT alleTOHUTPHIL

24. Cnoco6 mno Jiobomy u3 mir.21-23, B KOTOPOM IIpH OCYIIECTBICHUM KOHTAKTa MPUMEHSIOT OTHOLICHHUE
BOJIBI K IEPBOMY OpraHWYECKOMY pacTBopuTento (00./00.), cocrasisiomee ot npuMeprno 200:1 1o mpumepHo
1:200.

25. Cnioco6 o modomy 13 mir.21-24, B KOTOPOM OTHOILEHHE BOJBI K IEPBOMY OpPraHUYECKOMY PacTBOPH-
Temo (00./00.) coctaBnsget ot mpuMepHo 5:1 1o mpumepHo 1:5.

26. Crioco6 no mobomy u3 mm.21-25, B KOTOPOM BTOPOW OpPraHWYECKHH PacTBOPUTEIb COJICPKUT TUMeE-
tuncynabporcua (IMCO).

27. Crioco6 1o 1m.26, B KOTOPOM IPHU OCYIIECTBICHUH KOHTAKTa MPUMEHSIOT OTHOIIeHHe Boabl k JIMCO
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(06./006.), cocraisromiee ot mpumepro 200:1 go mpumepro 1:200.
28. Crioco6 1o 1.26, B KOTOPOM IPH OCYIIECTBICHHH KOHTAaKTa MPUMEHSIOT OTHOmeHne Boasl k JIMCO

(006./00.), cocTapistomee ot mpuMepHo 5:1 1o mpumepHo 1:5.

SN
NG, ,ElMdJA-DIVIA NaIO4
nM¢A uM¢AM20 0

Owr. 1

54 5.2 hoHo 8-3
o &r 1. n-BuLi, -70-80 0C 7
/@/ PRCOCH, ELN j\ O 2BOPY, O /©/B(OH)2 T /O/s\o
1 1
N

PhT N HeoBszaT. PO
MonekynsapHas macca: 172.02 Monexynnpuan Macca: 276 13 " Monexynsiphas macca: 241.05 MonekynsipHas Macca: 323.19
S-4a
Boc
?oc ,!‘

S-4 i s6 57

Josiphos-SL-J505-2
1X-Phos, 8og. KsPOs | l [Rh(nbd)BF,, Hy

_ PdoAG, j\ O““c"' Ka /ﬁ\ ¥ CHCl NaOH/EIOH

I,
HeoBszat. Ph P H

| Monekynﬂpuaﬂ macca: 378.46 MDneKynanaﬁ macca: 378.46 MonexynspHas macca: 380.48

MonekynapHan macca: 353.43

S-9
Tempo, NaOClI Ts,0, Et;N

‘?°° s-8 ?oc
oc ?00
O,
ORI B L
EtSOH N
Boc Boc

HoN
: 199.25 MonekynsapHas macca: 353.43

: 386,51 Monekyns :201.26 Monexynsg

®ur. 2

MonekynsipHaa macca: 276.37 M
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r%oc
1M NaOH N
B —
Tonyon
HoN EtSO;H H,N
Conb aHunuHa ¢ 9KC AHUNKH B hopme CO,Me
¢B060HOro OCHOBaHUA war. TOVK Ny
: H,0 zN
COMe NaNj, COMe NBoc
N02 —_— N3
EtOAc/AMCO
40°C PacTsop nmuHa
CHO CHO - P _
Anbperup A ApomaTuyeckuit asua /
COgMe CO,Li
Cu(OTH), L|OH CE/
@—Q -~ 5
60 °C 60 °C
PacTBOp reTepouuKnuyeckoro Jlntvesan cone
cnoxHoro athupa
?
1. TOYK —
2. CDI/AM®A CON H2 oc stOH H,O CONHZ O=S—OH
3. NH4OH NH
- . H,0
Boc-amua HeouunweHHbIi Hupanapu6 Tosaunat CH;
MoHoruapat

MeCN/Bo,qa CONH,

5o

OnTuyeckn oborawieHHoH
HUpanapu6 ToaunaTt MoHoruapar

Owr. 3

1. AMCO/Bopa
2. Mokpblit nomon
HO —

?
CONHz 0=S—OH
NH
OO~ O Ux
CHj

Hupanapw6 To3unar moHorugpar

@ EBpa3uiickas naTeHTHast opraHusaums, EAMB

Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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