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CITIOCOB ITOJIVHEHU A AMUHOIIMPUMUNANHA U ETO
HNPOMEXYTOYHBIX ITPOAYKTOB

OBJIACTb TEXHUKH
[1] B 1aHHOM JAOKYMEHTE TMPEIyCMOTPEH HOBBIA CrMoco0  TOMyUYeHHS
AaMUHOTIMPUMHJIMHA W €ro coyie. Takke B JTaHHOM JOKYMEHTE MPEIyCMOTPEHBI
HOBBIC IPOMEKYTOUHBIC IPOAYKTHI, HCIOIb3YEMBIE B STOM cmocode, M HX

MOJTy4YECHHE.

YPOBEHb TEXHUKUN

[2] IluTockeneT KIETOK CKEJETHBIX UM CEPACYHBIX MBI YHUKAJIEH TI0
CPaBHEHUIO C IIUTOCKEJETOM BCEX MPOUMX KJIETOK. OH COCTOUT W3 UyTh JIA HE
KPUCTAJIMYECKOTO  MAacCMBa TECHO  YMAKOBAHHBIX OEJIKOB  IIMTOCKEJETA,
Ha3bIBa€MoOro capkomepoMm. CapkoMep 53JICTAaHTHO OPraHU30BaH B BHUJC
MEPETUICTAIONMIETOCS, MAacCMBa TOHKMX H  TOJCTHIX (pumamentoB. ToJcThie
(¢unamMeHTsl COCTOAT W3 MHMO3MHA, MOTOPHOTrO Oe€lika, OTBETCTBEHHOTO 3a
npeoOpa3oBaHue XUMHUECKON sHeprun ruaponn3a AT® B cuily U HanpaBJICHHOE
newkenne. ToHkWe  (MIIAMEHTHI  COCTOSIT W3  AaKTHHOBBIX ~ MOHOMEPOB,
pacnoJioKeHHbIX B BHJE crupai. CyllecTBYeT YeThIpe PETyJIATOPHBIX Oeka,
CBA3aHHBIX C aAKTHHOBBHIMH (HJIAMEHTaAMH, YTO TIO3BOJISIET MOIYJHUPOBATh
COKpallleHue C TIOMOIIbI0 HOHOB Kaiblus. [locTymieHue BHYTPUKIETOUHOTO
KaJIbIIA WHUITUUPYET COKPAIEHUE MBI, TOJICTBIE W TOHKHE (PHITAMEHTHI
CKOJIB3SIT APYT O JApYra, 4To 0OYCJIOBJICHO MOBTOPSIOIIMMUCS B3aUMOJICHCTBUSAMHU
MOTOPHBIX JJOMCHOB MHO3WHA ¢ TOHKUMH aKTHHOBBIMH (DHITAMEHTAMH.

[3] U3 TpuHaauaty pasiMyHbBIX KJIACCOB MHUO3MHA B KJIETKAX YEJIOBEKA MUO3HH
kiacca Il oTBedaeT 3a COKpalllEHUWE CKENETHBIX, CEPACYHBIX W TJIAAKHAX MBILIIL.
OTOT KJI1acC MMO3MHA 3HAYUTEIIbHO OTJIMYAETCSA MO aMUHOKHUCJIOTHOMY COCTaBY H
oOllel CTPYKType OT MHO3MHA B JAPYIMX JABEHAJUATA PA3JIMUHBIX KJlaccax.
Mwuosun-I1 o6pazyer roMoauMeEpHI, B pe3yJibTaTe 4ero JBa To0yIApHBIX AOMEHA

TOJIOBKA CBA3AHBI MEXAy CO00W [IMHHBIM aib(da-COUpPATIbHBIM  CIUPAITb-
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CIUPAJIBHBIM ~ XBOCTOM, 00pa3yd Aapo ToJCcTOro (uiaaMeHTa capkomepa.
['moOynspHble TOJIOBKH UMEIOT KAaTATUTHUYECKUNA JOMEH, B KOTOPOM BBITIOJTHSIOTCS
¢dbyHkmMu Muo3uHa 1O cBsA3biBaHMIO akTuHAa W AT®aszei. [locne cBsa3piBaHUS C
AKTUHOBBIM (pHIIaMEHTOM BbICBOOOXKAeHUE (ocdaTa (cM. AJID-HeopraHnuecKuii
docpar B AJ/ID) curHammsupyer o0 HM3MEHEHHH CTPYKTYPHOH KOH(pOpMAIHH
KaTAIMTUYECKOTO JOMEHA, UTO, B CBOIO OUepE/lb, U3MEHSIET OPUEHTAIIMIO JOMEHA
phIuara, CBSI3bIBAIOIIETO JIETKYIO 1IE€Tb, KOTOPHIA MPOCTUPACTCSA OT TI0OYJIApHOMN
TOJIOBKH, 3TO JBMIKEHUE Ha3biBaeTCsA A(PEKTHBHBIM yAapoM. OTO H3MEHEHHE
OPUEHTAIMU TOJIOBKA MHUO3MHA MO OTHOIIEHUIO K aKTHHY BBI3BIBACT MEPEMEIICHUE
TOJICTOTO (PMITAMEHTA, YAaCThIO KOTOPOTO OHA SBIIAECTCS, OTHOCHUTEIHHO TOHKOTO
(¢mnamenTa akTWHA, ¢ KOTOPHIM OHA cBs3aHa. OTCOEAUHEHHWE TIIOOYJISIPHOU
FOJIOBKH OT AaKTHHOBOro (unamenta (perymupyemoe Ca’') B coueraHnmnm ¢
BO3BPAaTOM KATaJIMTUUECKOTO JOMEHA M JIETKOW 1enu K UWX HAdaJbHOU
KOH(OPMAITMU/OpPUECHTAIIMHA 3aBEPIIACT KATATUTHUCCKUI MK, OTBEUAIONIMKA 3a
BHYTPHUKJIETOYHOE ABUKEHHUE U COKPAILLICHUE MBIIIILI,

[4] Tpomomuo3wH W TPONMOHMH omocpenyloT 3¢deKkT Kaiblusd Ha
B3aUMOJICHCTBUE MEXKJIYy AaKTHHOM W MHO3MHOM. TPOMOHUHOBBIM KOMILIEKC
COCTOMT W3 TPeX MNOJUNENTUAHBIX Leneh: TponoHuHa C, KOTOPBIA CBA3BIBACT
WOHBI KaJIbLIKS, TPOMOHKUHA [, KOTOPBIA CBA3BIBACTCA ¢ AKTMHOM; U TpornoHuHa T,
KOTOPBIH  CBSI3BIBACTCS  C  TPOMOMHO3MHOM.  CKENEeTHhIi  TPOIMOHUH-
TPOTIOMUO3WHOBBIA ~ KOMIUIEKC PEryJIMPyeT CalThl CBSA3BIBAHUA MHO3WHA,
MPOCTUPAIOIIMECS HA HECKOJIBKO aKTUHOBBIX 3BEHBEB OJITHOBPEMEHHO.

[S] TponoHuH, KOMIJIEKC U3 TPEX MOJIUMNEITHAOB, ONMMUCAHHBIX BBIIIEC, ABIACTCA
BCIIOMOTATEILHBIM O€TKOM, KOTOPBIA TECHO CBSI3aH C aKTWHOBBIMH (PHJIAMCHTAMH
B MBIIIIAX MMO3BOHOUHBIX. TPOMOHUHOBBIA KOMILJIEKC ACHUCTBYET B COUETAHHUM C
MbIIICUHOH (HOPMOIi TPOMOMHO3MHA, 4TOOB omocpenoBarh Ca’'-3aBHCHMOCTD
AKTUBHOCTU MHUO3MHOBOM AT®a3pl U TEeM CaMbIM PEryJupOBATh MBbIIIEYHOE
cokpaieHue. TpononuHossie nomunentuabl T, I u C Ha3BaHBI MO WX aKTUBHOCTH
CBA3BIBAHHUS C TPOIMOMHO3MHOM, WHTMOMPOBAHUA W CBA3BIBAHUS KaJIbIUsA

COOTBCTCTBCHHO. TpOHOHI/IH T cBsa3bIBacTCS C TPOIIOMHO3HWHOM H, KaK I10JIararoT,
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OTBEYAET 32 PACMOJIOKEHNE KOMIUIEKCA TPOTIOHWHA HA TOHKOM (PHJIAMEHTE MBI,
TpomnonuH [ cBA3BIBAETCS ¢ aKTHHOM, @ KOMIUJIEKC, 00pa30BaHHbIN TPONOHUHAMH [
u T, ¥ TPONOMMO3MHOM WHTHOMPYET B3aUMOACHCTBME aKTHHA W MHUO3WHA.
CkenetHbii TponmoHuH C crnocoOeH CBA3BIBATH 10 YETHIPEX MOJIEKYJ KajbLHs.
HccnenoBanuss MOKAa3bIBAIOT, YTO KOTAA YPOBEHb KAJIBLHUSA B MBIIIIAX
noBbiaercsa, TponoHuH C oOHaXkaeT callT CBA3BIBAHWS TPOMOHMHA I, mpuBiIekas
€ro M3 aKTHHA. JTO MPUBOAUT K TOMY, YTO MOJIEKyJa TPOMOMHO3MHA TAKXKE
CABUTAET CBOE MOJIOXKEHHUE, TEM CaMbIM OOHa)kas CalThl CBSA3BIBAHWS MHO3MHA HA
AKTUHE U CTUMYJIUPYA akTUBHOCTh ATda3pl MUO3MHA.

[6] TIlarent CIIIA No 8962632 packpsiBaer 1-(2-((((Tpanc)-3-¢rop-1-(3-
dbropnupuauH-2 -1 UKI00Y THIT ) METHIT ) aMUHO )TUPpUMUANH-S-1n)- | H-nmuppo:n-3-
KapOoKcaMuj, OBICTPBIA aKTUBATOP TPONOHWHA CKEJIETHBIX MBILIL CIEAYIOLIErO
nokosieanst (FSTA) B KkadecTBe TOTCHIMAIBHOTO JICUEHUSA [UIS  JIFOJCH,
CTPAJAOIIMX H3HYPUTEIBHBIMU 3a00JICBAaHUSAMU U COCTOSAHMSMH, CBA3AHHBIMH C
HEPBHO-MBIIIICYHOW  WJIM  HEHEBPOMBIIMICYHOW  AUC(PYHKITUEH,  MBIIICYHON
cJ1a00CThIO W/WJIN MBIIIEYHOH yCTAIOCTHIO.

[7] CymectByer moTpeOHOCTh B YJIYUIICHHBIX CMOCO0AX MOIYUYECHUA TaKOTO

COCJIMHCHHUS C HU3KOM CTOMMOCTBIO U BBICOKHUM O6IJ_[I/IM BBIXOJ0OM M UHCTOTOM.

PACKPBITUE N30OBPETEHUSA
[8] B omHoM acmekte B HACTOSAIEM JOKYMEHTE IIPEIyCMOTPEH Cmocod

MOJTYYEHHUS COEJIMHECHHUS dhopmy Bl (1):

HZN\H/@N{}_ Nm':
o)

WA €0 COJIM, BKJIOUYAO LU

W

(D,

(1) B3aumoaeicTBue coenuuenns popmysr (1A):



CN

MeO OMe (lA)’

¢ 2-xJ10p-3-droprnupuanHOM ¢ 0OpazoBaHueM coeauHeHus popmysst (1B):

F /\
NC. \N

MeO OMe (IB);

(11) B3ammoneiictBue coemuHenus ¢dopmyasl (1B) ¢ BoaHOW KHCIOTOH C

obOpazoBanuem coeauHeHus hopmynsl (1C):

0 (10);

(111) mpespamieane coeaunennst Gopmynsl (1C) B coequnenune popmynsr (1)
WJIH €TO COJIb.
[9] B HekoTOphIX BapuaHTax BOIUIOLICHUS CIOCOO AOMOTHUTEIBHO BKIIOYAET
nojyueHue coenuHeHust dopmyisl (1A) myTreM B3aUMOIEHCTBUS COCIWHEHUS
dhopmysl (2A):
MeO_ OMe

XT X _x? 2A),

1 2 - o
rae X u X Kaxablid HE3aBUCUMO MPEACTaBISAET COO0M 3aMelaeMyro rpymnimy,

¢ coequHeHueM opmyis (2B):

O
v J o o

rae R nmpencrasnser coOol HEOOA3aTENbHO 3aMENIEHHbBIN AJIKWJ, HEOOA3ATEIbHO
3aMEIICHHBIN AJKCHWJI, HEO0OA3aTeIbHO 3aMENICHHBIA aJIKUHWI, HEO00S3aTeIIbHO
3aMEIICHHBIA [UKIOANKWI, HEo0A3aTebHO 3aMEIIEHHBIA TeTePOLMKIOATKHIL,
Heo0sA3aTeIbHO 3aMEIICHHBIN apyuil UK Heo0A3aTeNbHO 3aMEIEHHBIH TeTepoapui,

c oOpazoBanmem coeauHeHus Qopmynsl (1A). B  HekoTophiX BapuaHTax
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BortomieHnst X' u X°  HE3aBHCUMO MPEACTABIISIIOT cOOOW rajoreH, Tpudmar,
TO3WJIAT, ME3WJIAT WM al€TOKCU. B HEKOTOpPBIX BapHaHTax BOILIOLICHUS X'n X
HE3aBUCUMO MPEACTABIAIOT COOON raJIOreH.

[10] B HekoTOphIX BapwaHTax BOIUIOLICHUS CIOCOO AOMOTHUTEIBHO BKIIOYAET
nojyueHue coequaeHnus Gopmyisl (1A) myrem B3ammoneictus 1,3-mubpom-2,2-
JTUMETOKCUTIPONIaHa ¢ mpem-0yTuia-2-uMaHoarneTatom ¢ o0pa3oBaHHEM
coenuHeHus Gopmyiter (1A).

[11] B HekoTophiX BapuaHTax BOIUIOMICHUsA peakiuio  1,3-aubpom-2,2-
JUMETOKCUTIPONIaHa ¢ mpem-0yTHi-2-1IMaHoalleTaTOM MPOBOAAT B MPUCYTCTBUU
OCHOBAHHS.

[12] B HekoTOphIX BapuaHTaX BOIUIOIIEHUA OCHOBAHHME MPEACTABIISIET CcOOOM
mpem-0yTOKCUT KaJTHS.

[13] B HekoTOphIX BapyaHTax BOIUIOLICHUS CIOCOO AOMOIHUTEIBHO BKIFOYAET

nonyueHne coemuHeHus Qopmyasl (1A) myTeM TpeBpalieHUs COCIMHCHUS
dhopmynst (1D):

MeO OMe

CONH, D)

B coearHeHHE hopmytel (1A).
[14] B HexkoTOphIX BapvaHTax BOIUIOMICHHUS CIOCOO AOMOJIHUTEIBHO BKITIOYAET

nonyueare coemuHeHus Qopmyasr (1D) myrem mnpeBpamieHus COCTMHECHHS
dhopmyst (1E):

MeO OMe

OOM
° (E)

B coeanaeHme opmysl (1D).
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[15] B HekoTOphIX BapyaHTax BOIUIOLICHUS CIOCOO AOMOIHUTEIBHO BKJIKOYAET

nonyuenne coeauHeHus ¢opmynsl (1E) myTem mnpeBpaieHus COEIUHEHUS

dbopmyst (1F):

COOH (IF)
B coeauHeHme Gopmyitsl (1E).
[16] B HekoTOphIX BapWaHTax BOIUIOMEHUA CTaguio (1) BBIMOJHSIIOT B
MIPUCYTCTBHH OCHOBAHUA.
[17] B HekoTOphIX BapuaHTaX BOIUIOIIEHUA OCHOBAHHME MPEACTABISIET COOOM
OuC(TPUMETHIICHITAI ) aM¥T HATPHSI.
[18] B HexoTopsix BapuWaHTax BOIUIOMICHWA BOJHAS Kuciaotra craaud  (i1)
npeacTaBisgeT co00i BOTHYIO CONSIHYIO KUCTIOTY.
[19] B HexoTophix BapuaHTaxX BOTUIOMIECHUS cTaaus (1i1) BKIIIOYAET MPEBPAICHUE
coenunenus popmynsl (1C) B coequnenue dopmynsl (1G):

OH

NC N

7\
=/ (1G),

u nipeBpareHue coeauaeHus Gopmyinl (1G) B coenunenne dhopmyisl (1) mmm ero
COJTb.

[20] B HekoTophlx BapwaHTax BOILIOMICHHUS cTamua (111) JOTOTHHUTEIIBHO

BKJTIOUAET TpeBparieane coenuHeHus dopmynsl (1G) B coemunenne (opmyIisi

(1H):

§<>—-n
\

\

NC N
~Oam,

u nipeBpaienue coeauaenus gopmynsl (1H) B coenunenne dopmyst (1) nnm ero

COJIb.
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[21] B HexkoTophlx BapwaHTax BOIUIOMICHUS cTaaua (111) JOTOTHUTEIHHO

BKITIOUAET npesparienne coequnenus gopmynst (1H) B coenunenne popmysr (11)

N
7 (1,
U npespamenue coeauaeHus dhopmyinl (11) B coenuaerne Gopmyisl (1) wim ero
COJIb.

[22] B HekoTOphIx BapwaHTaxX BOIUIOMICHHUS cTamua (111) JOTOTHHUTEIIBHO

Br{:)—x

npeacTaBsieT coboi xyop uim ¢rop, ¢ obpazoBanueM coeauHeHus hopmyss (1J):

BKJTIOUAET B3amMoJeicTBre coeauHenus dopmynasr (11) ¢ , tne X

S
BrfN N A\
A
Z

F (L),

re Z mpeacTaBiseT coO0M 3alUTHYIO TPy WK BOAOPOI,

U npespainieane coequHenus Gopmynsl (1J) B coemunenue gopmynsl (1) wmu ero
COJIb.

[23] B HekoTopwlx BapwaHTax BOILIOMICHHWS cTaaus (1i1) JOMOJTHHUTEIIBHO

N
v,

BKJIIOUAET B3auMojeciicTeue coeamHenns ¢dopmyast  (1J) ¢ NC c

oOpazoBanueM coeauHeHus opmysl (1K):
W
N -
— =N y
O
NC N Z

rae Z npeacTaBisieT coO0M 3alMTHYIO TPYIIY WM BOJAOPO,

Y

(1K),

u nipeBparenune coeauaeHus Gopmynsl (1K) B coenunenne dhopmynsl (1) nmm ero

COJIb.
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[24] B HekoTOphIX BapWaHTax BOIUIOLICHHUS Z mnpeacraiser coboii Boc. B
HEKOTOPBIX BapUAHTAX BOTUIOMIEHUS Z MPEACTaBIsAeT OO0 BOAOPO/I.

[25] B HexoTOphiX BapuaHTax BOIUIOIIEHUS cTaaus (111) BKIIOYACT BBIJACIICHUE
coeauHeHus popmyssl (1) wim ero conu.

[26] B npyrom acrnekTe B HACTOSIIEM JOKYMEHTE MPEIYCMOTPEHO COCAMHEHHE
dhopmyst (1B):

F /\
NC \N

MeO OMe (lB),
WJIU €TO COJIb.
[27] B HekoTOphIX BapuaHTax BOIUIOMIEHUA MPEIYCMOTPEH CMOCOO MOJydeHUs
coenunaenus popmysl (1B):

F/\
NC \N

MeO OMe (IB)’

WA €0 COJIM, BKJIOUYAIOIIHM:

B3aUMOJecTBHE coenuHeHus popmyast (1A):

CN

MeO OMe(] A)

¢ 2-xytop-3-proprupuarHOM ¢ 0OpazoBaHueM coenuHeHus popmysst (1B).

[28] B HekoTOphIX BapvaHTax BOIUIOMICHUS CIOCOO AOMOJTHUTEIBHO BKIIIOYAET
nosyueHue coequHeHus Gopmyns (1A) myrem B3ammonericteus 1,3-mubpom-2,2-
JUMETOKCUTIPONIaHa ¢ mpem-0yTuia-2-uuaHoaleTaToMm ¢ 00pa3oBaHUEM
coenuaeHus Gopmyiet (1A).

[29] B HekoTOphiX BapuaHTax BOIUIOMIEHWsA peakiuio  1,3-aubpom-2,2-
JUMETOKCUIIPONIaHa ¢ mpem-0yTHi-2-1MaHOoALeTaTOM MPOBOAAT B MPHUCYTCTBUU

OCHOBAHMUA.
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[30] B HekoTOphIX BapuaHTaxX BOIUIOIIEHWA OCHOBAHHME MPEACTABIISIET CcOOO0M
mpem-0yTOKCUI KaJTHS.

[31] B HekoTOphIX BapwaHTax BOIUIOLICHUS CIOCOO AOMOIHUTEIBHO BKIHOYAET
nojgyueHue coemuHeHus Gopmynbl (1A) myTeM TpeBpaIieHHs COCTUHCHHS

dbopmyer (1D):

MeQ_ oMe

CONH, D)

B coeauHeHME hopmytel (1A).
[32] B HekoTOphIX BapvaHTax BOIUIOIICHUS CIOCOO AOMOJTHUTEIBHO BKIFOYAET

nonyueare coemuHeHus Qopmynasl (1D) myrem mnpeBpaimieHus COCTMHECHHS
dhopmyst (1E):

MeO OMe

OoOOM
° (1E)

B coeauHeHKE Gopmyitel (1D).
[33] B HekoTOphIX BapwaHTax BOILIOMICHHS CIOCOO AOMOJIHUTEIBRHO BKITIOYAET

nonydeHre coeauHeHus ¢opmynbl (1E) myTem mnpeBpameHus CoeIMHEHUS

dhopmyst (1F):

COOH (1F)

B coeauaeHmE hopmyisl (1E).

[34] B HekoTOphIX BapuaHTax BOIUIOMICHHUS PEAKIMIO COCAUHEHHUS (HOPMYIIBI
(1A) ¢ 2-xnop-3-dropmupuMHOM MPOBOAAT B MPUCYTCTBANA OCHOBAHUS.

[35] B HekoTOphIX BapuaHTaxX BOIUIOIIEHUA OCHOBAHHME MPEACTABIISIET cOOO0M

OuC(TPUMETHIICHITII ) aMHT HATPHSL.
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[36] B apyrom acnekte B HACTOAIIEM JOKYMEHTE MPEIyCMOTPEHO COCIUHECHHE
dhopmynsl (1D):

MeO OMe

CONH, (D).

WJIU €0 COJIb.
[37] B HekoTOphIX BapuaHTax BOIUIOMICHUS MPEIYCMOTPEH CIOCOO MOJyUCHUs

coenuaenusa popmyisr (1D):

MeO OMe

ik (1D),

WJIM €TO COJIH, BKJTIOUAIOINi TipeBpaiieane coeauaerus dhopmyis (1E):

MeQ_  _oMme

COOM
° (E)

B coeauHeHHe opmytsl (1D) mmm ero cob.
[38] B HekoTOphiX BapuaHTax BOILIOMICHHUS CIOCOO AOMOTHUTEIBHO BKITIOYAET

nonyueHre coeauHeHus ¢opmynsl (1E) myTem mnpeBpaimeHus CoeTUHEHUS

dhopmyst (1F):

COOH (1F)

B coeauaeHME hopmyiibl (1E).

HOJAPOBHOE OIIMCAHHUE

OnpeneneHus
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[39] B KkoOHTEKCTE MAAHHOTO [JOKYMEHTA, €CJIH $BHO HE YKa3aHO WU
MOAPA3yMEBACTCSA UHOE, TEPMHUHBI, UCIOJIb3YEMbIE B TAHHOM JOKYMEHTE, UMEIOT
3HAQUEHUS, OMNpeaeieHHble Huwke. Eciu WHOE HE NpOTUBOPEYMBO WM HE
MOAPA3yMEBACTCA, HAMPUMEpP, NYTEM  BKIIOYEHHS  B3aMMOMCKIIIOYAIOLIUX
AJIEMEHTOB WM BAapUAHTOB, B JTUX ONPEACICHUAX W BO BCEM 3TOM OIMCAHHUH
TEPMUHBI B €IMHCTBCHHOM YHCJIC€ O3HAYAIOT OJHO WM 0ojiee, a TEPMHUH «HJIA»
O3HAYaeT W/WJIH, KOTJa 3TO Pa3perieHo KOHTeKCToM. Takum oOpazom, mpu
WCIIOJIb30BAaHUU B JIAHHOM OIMMCAHWHM W TpujaraeMoi ¢opmyse H300peTeHUS,
(opMBI €AMHCTBEHHOTO 4YHCJIA BKJFOYAIOT MHOXKECTBEHHBIC 3HAUCHHUSA, ECIH
KOHTEKCT ABHO HE MPEMUCHIBAET UHOE.

[40] B pasmuuHbIX MecCTaX B HACTOSIIEM OMUCAHWH, HampuMmep, B JIOOBIX
PACKPBITHIX BApHWAHTaX BOIUIOMICHUS WM B (opMmylic W300pETeHUS, AENaeTCs
CChLJIKA Ha COEAMHEHHUS, KOMIO3UIIMKA WIH CIOCOOBI, KOTOPhIE «COAEPKAT» OJHH
uin  Oojiee yKa3aHHBIX KOMIIOHEHTOB, SJIEMEHTOB WM CcTagud. BapuaHTel
BOIUJIOIICHUSI TAK)KE KOHKPETHO BKJIIOUAIOT T€ COCAMHEHUSA, KOMIO3WLUU WU
crocoObl, KOTOPBIC SBJIAIOTCA WA KOTOPBIE COCTOAT W3, WM KOTOPBIE TIO
CYILIECTBY COCTOSIT U3 YKA3aHHBIX KOMIIOHEHTOB, AJIEMEHTOB WIH CTaaui. TepMuH
«COZIEPKUT» MCHOJIB3YETCA B3aUMO3aMEHAEMO € TEPMHUHOM «COAECP AL H
YKa3bIBAE€TCs KaK SKBUBAJICHTHbIE TepMUHBI. HanprumMep, pacKkpbeiThie KOMIO3UIUH,
YCTPOUCTBA, HWBACIHUS WM CIOCOOBI, KOTOPHIE «COAECPKAT» KOMIOHEHT WU
CTaJUIO, ABJISIFOTCS OTKPHITBIMA W OHM BKIIIOYAIOT WM YHUTAIOTCS TaKUMH
KOMITO3UIIHSIMH WJTM  CITOCOOAaMM, KOTOPBIE HMMEIOT IUTIOC JOTIOTHUTEITbHBIH(€)
KOMITOHEHT(bl) wWim cramuio(n). OgHAaKO T€ TEPMHHBI HE OXBATHIBAIOT
HETIEPEUNCIICHHBIC AJIEMEHTHI, KOTOPBIE MOTYT HApPyIIHTh (PYHKIIMOHAIBEHOCTH
PACKPBITHIX KOMIIO3HUIIUM, YCTPOMCTB, M3ACIUN WM CIMOCOOOB MO HMX MPSIMOMY
HA3HAUYCHUIO. AHAJIOTUYHBIM 00pa30M, PACKPHITHIE KOMITO3UIIMM, YCTPOWUCTBA,
W3ICNIUS WM CMOCOOBI, KOTOPBIE «COCTOAT W3» KOMIIOHEHTAa WM CTaJuu,
ABJISIFOTCS] 3aKPBITHIMU M OHW HE OyAyT BKJIFOUATh WJIM YATAThCA KAK KOMIIO3UIUU
WIA  CIMOCOOBI, HWMEIOIIUE 3aMETHbIe KOJMYECTBA  JOMOJHUTEIBHOTO(BIX)

KOMITOHEHTA(0B) uiu ctaguu(uii). KpoMe Toro, TepMuH «Io CyIiecTBy COCTOAIIUN
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U3» JOMyCKAaeT BKIIOYCHUE HETMEPEUNUCICHHBIX JJIEMEHTOB, KOTOpPHIE HE
OKa3bIBAIOT CYMIECTBEHHOTO BJMSAHUSA HA (PYHKIIMOHAIBHOCTH PACKPBITHIX
KOMIIO3ULIUNA, YCTPOWCTB, M3JAEIUN WM CHOCOOOB Ui WX MPEAnoJiaraéMoro
HA3HAUEHUA, KaK JOTMOJHUTEIHHO OMPECIICHO B JAHHOM JOKYMEHTE. 3arojIoBKH
pa3zenoB, UCMOJIb3yeMble B JAHHOM JOKYMEHTE, MPEAHA3HAYEHBbl TOJBKO s
OpPraHW3alMOHHBIX IIeJieH W He JOJDKHBI PacCMaTPHUBATHCSA KaK OTPaHHYUBAIOIINAC
MPEeMET OTTUCAHUS.

[41] B koHTekcTe MAHHOTO JOKYMEHTA, TEPMHUH «MPUOIUZUTEIIBHO», TMpHU
WCIIOJIb30BAaHUU B CBSI3M C YWCJOBBIM 3HAUCHHUEM WM JHAMA30HOM 3HAYCHUM,
MPEIOCTABJCHHBIX [UUII OMHCAHWUS KOHKPETHOTO CBOMCTBA COCAWMHCHHS WM
KOMITO3WIIMH, YKA3bIBAET HA TO, YTO 3HAUYCHWE WJIM JHAAMA30H 3HAYCHUN MOXKET
OTKJIOHATHCS IO CTEMEHW, KOTOpasi CUATACTCA MPUEMJIEMOUN IJIA CICIHAJIACTA B
JTAHHOW 00JIACTH TEXHWKH, HO B TO K€ BPEMs OMHUCHIBACT KOHKPETHOE CBOMCTBO.
Pa3ymHbIe OTKITOHEHUST BKITIOYAIOT OTKJIOHEHUS, KOTOPhIE HAXOMATCA B MpeAeiiax
NOTPEIIHOCTA WJIA TOYHOCTU MpUOOpa(oB), UCMONBb3yeMOro(biX) A U3MEpPEHHUS,
OTIPENICIICHNS] WJIM TIOJIYUYEHUsA KOHKPETHOTO CBOWCTBA. B dWacTHOCTH, TEepMHH
«OKOJIO» TIPH WCTOJIb30BAHWM B JAHHOM KOHTEKCTE YKA3bIBAET, UTO UYHUCIIOBOE
3HAUCHHWE WJIM AUATa30H 3HAUCHUH MOXKeT BapbupoBaTh B npeaenax 10, 9, 8, 7, 6,
5,4,3,2,1,0,9,08,0,7,0,6,0.,5, 0,4, 0,3, 0,2, 0,1 wiu 0,01% oT npuBeaeHHOTO
3HAUEHUs WM Juana3oHa 3HadeHwmit, Hanpumep oT 10% mo 0,5% wmmm ot 5% mo
1%, B TO e BpeMsl OINMUCHIBAs KOHKPETHOE CBOMCTBRO.

[42] «Ankun» OTHOCHTCS K W BKIIIOYACT HACHIIIEHHbIE JIMHCHHBIE U
Pa3BETBJICHHBIC OJHOBAJICHTHBIC YTJICBOOPOAHBIC CTPYKTYPHI M UX KOMOWHAITUH,
UMEIOTINE YKA3aHHOE KOJIMUECTBO aTOMOB yrieposaa (To ectb, C-Cyy 03HaUaeT ot
OJTHOTO JI0 NECATH aTOMOB yriepoja). KOHKpEeTHhIMH aJKWIBHBIMH TPYITIAMHA
ABIIAIOTCS T€, KOTOphie UMEIOT oT 1 mo 20 atomoB yraepoma («Ci-Cyy amkmmy).
Bonee KOHKpETHBIME ATKAJIBHBIMU TPYTIIAMH SIBJISIOTCA T€, KOTOPHIE UMEIOT OT 1
no 8 aromos yraepona («C-Cg amkum»), ot 3 g0 8 aromor yriepoaa («C;-Cg
anku), ot 1 go 6 atomoB yrieponaa («C-Cq ankum»), ot 1 10 5 aromoB yriepoaa

(«Cy-Cs anxun») wim ot 1 no 4 aromoB yraepona («C-Cy amkuny»). Ilpumeps
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aJIKUJIa BKITIOYAIOT, HO HE OTPAHUYHMBAIOTCA UMH, TAKWE TPYTIIBI, KAaK METHI, STHIL,
H-TIPOMWJI, U30MPONMII, H-OYyTHII, TPET-OyTHJII, U300YTHII, BTOP-OYTHII, TOMOJIOTH U
W30MEPBI, HAMpUMEpP, H-TIEHTWIA, H-TEKCWJIA, H-TENTHJIA, H-OKTWIA W TOMY
no00HoE.

[43] «AnkeHWT», B KOHTEKCTE JAHHOT'O JOKYMEHTA, OTHOCUTCS K HEHACBIIIEHHON
JIMHEWHOW WJIA PA3BETBJICHHOW OJHOBAJICHTHOW YIJICBOAOPOAHOM LIEMA WM KX
KOMOWHAITMN, WMEIOIIEH 10 MEHBIIeH Mepe OaWH caiT  oneuHOBOM
HEHACHIIMEHHOCTH (T.. UMEIOMEH 10 MEHbIIeH Mepe oauH (dhparMeHT (HOPMYJIBI
C=C) n nMerormIeit 0603HAUEHHOE KOJUUYECTBO aTOMOB yriepoaa (to ectb C,-Cyy
O3HAYAET OT ABYX JO NECATA aTOMOB YIjepoda). AJIKCHWJIbHAsA TPyIIa MOXKET
OBITh B «IIMC» WJIA «TPAHCY KOH(MUTYpAIMSIX WA, aJIbTEPHATUBHO, B «E» mmm «Z»
koH(urypanmsix.  KOHKpEeTHBIMH aJKCHHJIBHBIMH TPYNIAMH  SIBJISIFOTCS  TE,
KoTopbie uMeroT oT 2 10 20 atomoB yriepoaa («C,-Cy aTKeHU» ), UMEIOT OT 2 110
8 atomoB yriepona («C,-Cg anmkermn»), umetoT oT 2 10 6 atomoB yriiepoaa («C,-
Ce ankenwn») wm oT 2 10 4 atomoB yriepoaa («C,-C, ankenwn»). [Ipumeps
QIKEHWJIa BKJIIOYAIOT, HO HE OTPAaHUYMBAIOTCA MMM, TaKHUE TPYMIBI, KaK STEHUI
(wni  BUHWI), mpomn-l-eHun, mnpom-l-eH-2-wi, npon-2-eHun (WM ajjwi), 2-
metuinpon-1-eawn, Oyr-l-enun, Oyr-2-enun, Oyr-3-enwn, Oyra-1,3-muenwn, 2-
MeTHIIOyTa-1,3-TMeHIT, BX TOMOJIOTH U U30MEPHI B TOMY TTOJ00HOE.

[44] «ANKUHWIY, B KOHTEKCTE JAHHOTO JOKYMEHTA, OTHOCUTCS K HEHACHIIIEHHON
JIMHEWHOW WJIA PA3BETBJICHHOW OJHOBAJICHTHOW YIJIEBOAOPOAHOW LIETIA WM KX
KOMOWHAIIMK, HWMEIOIIEH MO MEHBIIEH Mepe OJWH CalT aleTHJICHOBOU
HEHACHIIMEHHOCTH (T.€. UMEIOMIEH 10 MEHbIIIEH Mepe oauH (hparMeHT (HOpPMYyJIbI
C=C) n nmerormIeit 0603HAUEHHOE KOJUUYECTBO aTOMOB yriepoaa (To ectb C,-Cyy
O3HAYAET OT JIBYX M0 JECATH aTOMOB yriepoja). KOHKpeTHhIMU aNKUHUIHBHBIMH
TpynmnamMu SBJSIFOTCA T€, KOTopbie UMeroT oT 2 1o 20 atomoB yriepona («C,-Csyy
ATKUHUI ), UMEIOT OT 2 710 8 atoMoB yrieposa («C,-Cg alkKuHWT) ), UMEIOT OT 2 110
6 aromoB yriepona («C,-Ce amkuuaumy) wim ot 2 a0 4 atomoB yriepoaa («C,-Cy
ankuHW). [lpuMepsl anKkWHWIA BKITIOYAIOT, HO HE OTPAHUYMBAIOTCS WUMH, TAaKUE

Ipynmnbl, KaKk OSTHUHWI (WIM aleTWICHWN), npon-l-uHui, npon-2-uHui (Wiu
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npomnaprui), OyT-1-unun, OyT-2-uHun, OyT-3-MHWI, €ro TOMOJIOTH W M30MEPHl H
TOMY TIOAOOHOE.

[45] «l{uxmoankui», B KOHTEKCTE MAHHOTO JOKyMeHTa, oTHocuTca K (Cs-Cyy
HACBIIIIEHHOMN MJIM HEHACHIIIEHHONW HEApOMATHUECKOM YIiIeBOOPOIHON KOJIbLIEBOM
rpynme. [lukinoankuin MokeT uMeTh MOCTHK. [IpuMepsl HUKITOaNKHIa BKITIOYALOT,
HO HE OTPAHUYMBAIOTCS HWMH, LHUKJIONPOINWI, HUKIOOYTHJ, IUKIIONECHTHII,
IUKJIOTEKCHIT, IUKJIOTEKCEHWUJ, IUKIIOTeITHII, IIUKJTOOKTHIL.

[46] «Apun», B KOHTEKCT€ JaHHOro JoKyMmMeHTa, oOTHocuTcsa kK Cg-Cyp
HEHACHIIIICHHOW apOMaTHYECKOW YTJIEBOAOPOJHONM KOJIBIICBOM TIpymme. Apui
MOXXET  OBITh  MOHOUMKJIIMUECKHM  WJIW  TOJUIUKINYCCKAM  (HampuMep,
OMIMKJTMYECKUM, TPULAKIIMYECKUM). ApPWI MOKET OBITh KOHJICHCHPOBAHHBIN C
KoJbIIamMu (Hampumep, ot 1 10 3 Kkojer), BKIIIOYas, HO HE OTPAHUYUBAACH ITHM,
apWIIbHBIE, TETEPOAPUITLHBIC, IIMKIOATKIIIEHBIE W/ HITH TETEPOIUKIIAIBLHBIC KOJBIIA.
B onHoMm BapumaHTe apuiibHasA rpyIma coAaep:KUT OT 6 A0 14 KoJIbLIEBBIX aTOMOB
yraepoaa. lIpumepsl apwiibHBIX TPYNN BKJIIOYAIOT, HO HE OTPAHUUYUBAIOTCA MMU,
dbennn, HadgTI, OrdeHnT U ToMy MoI00HOE.

[47] «['eTrepoapuim», B KOHTEKCT€ MJAHHOTO JOKYMEHTA, OTHOCHUTCA K
HEHACBIIIICHHBIM apPOMATHYECKUM LMKJIMYECKUM rpymnmnaM, uMmerommm ot 1 1o 10
KOJIBLIEBBIX aTOMOB YTJIE€POJa M MO MEHbIIECH Mepe OJUH KOJIbLIEBOW Ie€TEpOaToM,
BKJIFOYAsA, HO HE OTPAHUYHUBASCH ATUM, I€T€POATOMBI, TAKHE KaK a30T, KACIOPOJ U
cepa, T/Ie aTOMBl a30Ta M CEPhl HEOOSA3aTeIbHO OKHUCICHBI, a aToM(bl) a30Ta
HeoOs13aTeNbHO KBaTepHM30BaH(bl).  ['eTepoapmibHas rpymnma MOXKET OBITh
MPUCOEANHEHA K OCTAJIbHOM YacTH MOJIEKYJIbl B KOJIBIIEBOM YTJIEPOJIC WU B
KOJIBIIEBOM TreTepoaroMe. I erepoapuia MOXKET ObITh KOHJASHCHUPOBAHHBIM C
KoJbIamMu (Hampumep, ot 1 10 3 kojer), BKIIIOYasi, HO HE OTPAHUYUBASACH ITHM,
apWIIbHBIE, TETEPOAPUITLHBIC, IIMKITOATKIIBHBIC W/ WA TETEPOUKITHIILHBIE KOJIBITA.
[TpuMepbl reTepoapwyibHBIX TPYNN BKIIOUYAKOT, HO HE OrPAHUYMBAKOTCS HMH,
TUPHUIWIT, TUPUMHAIAI, THODESHIT, DypaHuI, THA30JIHI U TOMY TIOT00HOE.

[48] «['eTepoumkny», «reTEPOLUUKIMIY WA «TETEPOLMKIIOATKAT» OTHOCUTCSA K

HACBHIIICHHON WJIM HEHACBIIICHHOW HEApOMaTHUYECKOW rpynmne, uMmeronieid ot 1 ao
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10 xonbLeBBIX aTOMOB yriepoaa U oT | 10 4 KOJbLEBBIX I€TEPOATOMOB, TAKMX KaK
a30T, cepa WIH KHCJIOPOJA, M TOMY MOAOOHOE, TAe aTOMbl a30Ta M CEPbI
HEOOsI3aTENbHO OKHUCIICHBI, a aToM(bl) a30Ta HE0OSI3aTeIbHO KBATEPHU30BAH(BI).
['erepoumknunbHas  rpynna  MOXET  MMETb  OJHO  HWJIM  HECKOJBKO
KOHJICHCUPOBAHHBIX  KOJEL, HO MCKIIOYAET TeTepOapWIbHBIE  TPYIIIHL.
I'ereporuki,  coxepkammii  Oojlee  OAHOTO  KOJbIA,  MOXET  OBITh
KOH/ICHCUPOBAHHBIM, CITUPO WJIM MOCTHKOBBIM, WJIH JIIOOOW mX koMOuHamuei. B
KOH/ICHCUPOBAHHBIX KOJIBIIEBBIX CHUCTEMAX OJHO WM 00Jie€ KOHJECHCUPOBAHHBIX
KOJICIl MOTYT OBbIThb apUJIOM WIHM TeTepoapujioM. [IpuMepbl reTepOLMKIUIbHBIX
IPYII  BKJIOYAKOT, HO HE OrPAHUYMBAIOTCA WMH, TETParuApONUpaHuU,
JUTUAPONUPAHWJI, TUINCPUIUHUI, TUINECPAZUHUI, NUPPOIUAUHUI, THA3OJUHWUIL,
THUA30JIUAUHWII, TeTparuapodypaHu, TETParuIpoTHODECHHUIT, 2,3-
muruapodenso[b]ruoden-2-un, 4-amuHo-2-okcommpumuaui-1(2H)-un u  Tomy
no00HoE.

[49] «lajmoren» oTHocuTcs K (¢ropy, xJjopy, Opomy wmim #omy. B apyrom
BapUAHTE BOIUIONICHUS TaJIOTeH TpeAcTaBiseT coboit ¢prop. B apyrom BapumanTe
BOIUIOIICHUS TAJIOT€H MPEACTABIACT COO0M OpoM.

[S0] «I'erepoankuii» OTHOCUTCS K aJIKWJIY, KOTOPbIH 3aMEIEH aTKOKCUTPYIIOH.
[Tpumepsl TeTepOAIKUIBHOM TPYNIbl BKIKOYAIOT, HO HE OTPAHMYMBAIOTCA HMH,
METOKCUMETHUJI, STOKCUMETHIT U TOMY TTOJ00HOE.

[S1] «Oxco» otHOcuTCs K rpytie =O.

[S2] «3ameleHHbIN», B KOHTEKCTE HAHHOTO JOKYMEHTA, O3HAYAET, uTO JIHOOOH
onuH wiu 0oJiee aTOMOB BOJOPOJA B YKA3aHHOM aTOME WJIM TPYIINE 3aMEHEH
ONHUM WM 00Jiee 3aMECTUTENEH, OTJIMYHBIX OT BOAOPOJAA, MPU YCIOBUH, UTO
HOpPMaJibHAsA BAJICHTHOCTh YKA3aHHOTO aroMa He mnpebillieHa. OnuH uim OoJjiee
3aMECTUTENEN BKIIIOUYAIOT, HO HE OTPAHUYMBAIOTCSA UMM, AJIKUIT, AJIKEHUJI, AJIKUHWUJL,
AJKOKCH, allWji, aMUHO, aMUJ0, aMUJUHO, apwuJi, a3ujo, KapObamMowsi, KapOOKCuI,
KapOOKCHIIOBBIH 3(Up, IMAHO, TYAaHUJNHO, TAJIOTCH, TAOTCHAIKHIII, TETEPOATKHIII,

reTepoapuyl, TeTePOLUKIOATKII, THUAPOKCH, TUAPA3WHO, MMHUHO, OKCO, HHTPO,
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AMKUJICYTb(OUHAT, CYTB()OKHUCIIOTY, aTKUAICYIb(POHNUI, THOIIMAHAT, THOJI, THOH WA
X KOMOWHAIINH.

[S3] «Heobsa3arenbHO 3aMEIICHHBIH», B KOHTEKCTE JAHHOTO JOKYMEHTA,
O3HAYAET, YTO TPYMIA MOXKET ObITh HE3AMEIICHHOW WM 3aMEIICHHOW OJHUM WA
Oonee (mampumep, 1, 2, 3, 4 wim 5) 3amecTHuTeseii, MEPEUUCICHHBIX UIS TOM
IPyNIbI, B KOTOPOW 3aMECTHTEIIM MOTYT OBITh OJMHAKOBBIMHM WUIM Pa3HbIMU. B
OJTHOM BapHWaHTE BOILIOMICHUS HEOOS3aTeIbHO 3aMeEIeHHas TPyIia UMEET OAWH
3aMECTHTENIb. B Apyrom BapWaHTE BOIUIOMIEHHS HEOOA3aTEIIBHO 3aMeEIeHHAs
rpynna  HWMEET JBa 3aMECTHUTEJIS. B nmpyrom BapmanTe BOTIUIOIICHHS
HeoOsI3aTENBHO 3aMENICHHAS TPYTITa UMEET TPH 3aMeCTUTENS. B nmpyrom BapuanTe
BOTUTOIIEHUST HEOOA3aTEeIFHO 3aMEITCHHAs TPYIIa UMEET YeThIpe 3amecTuTens. B
HEKOTOPBIX BAapHWAHTaX BOIUIOMICHUS HEOOS3aTeIbHO 3aMEIeHHas Tpynmna UMeeT
orl no2,or2no05,0or3n05,0or2n03,or2n04,or3n04,orlno3,orlno4d
i ot 1 mo 5 3amectureneii. [loHATHO, YUTO KOTJAAa XUMHUYECKWN (D)parMeHT B
JAHHOM JOKYMEHTE SBJISETCA «HEOOA3aTebHO 3aMEIICHHBIMY», OTHMCAHUE
BKJIFOUAET BAPUAHTHI BOIUIOIICHUS, B KOTOPHIX (PParMEHT SBJIACTCA 3aMEIICHHBIM,
Y BapUAHTHI BOILIOIIEHHUA, B KOTOPBIX ()parMeHT SABJIACTCA HE3aMEIICHHBIM.

[S4] «3amuTHas rpynmnay, B KOHTEKCTE JAHHOTO JOKYMEHTA, €CJIM SBHO HE
yKa3aHO WJIM HE TOJAPAa3syMEBAETCs WHOE, OTHOCHTCS K (PparMeHTy, KOTOpPBIH
MPeJIOTBpAINacT WA  CYIICCTBEHHO CHH)KAeT CIOCOOHOCTh aTroMa WM
(hyHKIIMOHABHOM TPYTIIBI, ¢ KOTOPOH OH CBSI3aH, YYaCTBOBATh B HEXEJIATCIIbHBIX
peaknuax. THNWUHBIE 3aNUTHBIC TPYIIBI JUIA aTOMOB WM (DYHKIIMOHAIBHBIX
rpymn npusenensr B Greene (2014), «Protective groups in organic synthesis, 5™
ed.», Wiley Interscience. 3amuTHBIE TPYNIBI I T€TEPOATOMOB, TAKHE Kak
KHCIIOPOJZ, Ce€pa W a30T, WHOTAAQ WCMOJB3YIOTCS I MWHHMH3AIUN WA
NPEIOTBPAIICHUST WX  HEXKENIATeIbHBIX  PEaKIuid € 3IEeKTPOUIHLHBIMHA
COeMMHEHUAMH. B 1pyrux cioydasx 3amuTHas TPynmna WCTHONb3YETCA  JUIs
YMEHBIIICHUSI WJIA  YCTPAaHEHUS  HYKJICO(PUIbHOCTH  W/WIA  OCHOBHOCTH
HE3AIUIIEHHOTO TreTepoaroMa. HeorpannuuBaromme MPUMEPH 3aIMUIIICHHOTO

PR PR .
kucyiopoaa noaansl kak -OR™™, roe R mpencrapnger coOoi 3alUTHYIO TPYIITY
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JUTSI THAPOKCHIIA, TA€ B HEKOTOPHIX BApUAHTAX BOTUIOIICHUS THIPOKCHIT 3AIIUAIIEH
KaK CIIOXHBIA »¢up (Hampumep, amerar, nmponuoHar wiu Oenzoar). [pyrue
3aIUTHBIE TPYMIIIBI TSl THAPOKCHIIA U30€TaloT €ro BAUSHUA Ha HYKICO(PUILHOCTD
METAJNIOOPTAaHNYECKUX PEareHTOB WJIM JIPYTUX BBICOKOOCHOBHBIX PEAre€HTOB, IS
YEero B HEKOTOPBIX BapUAHTAX BOTUIOIICHHS THAPOKCHUII 3alUIIECH B BUJE IPOCTOTO
a¢upa, BKIOUas 0€3 OrpaHUYCHHS AJKHIBHBIC WA TeTEPOUUKITHIIBHBIE S(PUPHI
(HampumMmep, METUJIOBBIE Wi TETParuPONUPAHUIOBHIE a¢upsr),
AITKOKCUMETHUIIOBBIE aupsI (HammpumMmep, METOKCUMETHJIOBBIC WA
ATOKCUMETHIIOBBIE 3(UPBI), HEOOA3aTEIHPHO 3aMEIICHHBIC apWIbHBIC S(DUPBI |
cunuioBble >upsl (Hampumep, Tpumetwicuawn (TMS), tpustuncunun (TES),
mpem-0yTun I ESHUICHITATT (TBDPS), mpem-0y TUIANMETUIICUTUIICUITII
(TBS/TBDPS), tpumzonpormiacunwn (TIPS) wm  [2-(TpUMETHICHITNIT)3TOKCH]-
vetwicwm (SEM)).  3ammTHbIE TPyNmel a30Ta BKIIOYAIOT TPYIIBI IS
MEPBUYHBIX WM BTOPUYHBIX aMUHOB, TaKUX KaK -NHR™ wm -N(RPR)Z, rae mo
MeHbIIel Mepe ogmH U3 R™S mpesctaBnser coGoil 3aMMTHYIO IPYINTY VIS aToMa
asora, wim 06a R™™ BMecTe OnpeseNsIoT 3aMKUTHYIO IPYINy JUT aTOMa a30Ta.

[SS] 3ammrtHas rpynmna saBiaseTca NOAXOAAIIEH Ui 3allMThl, KOTJa OHA CIIOCOOHA
npeaoTBpaIlaTh WM MPAKTUYECKH MPEAOTBpaIlaTh HEKEIaTeNIbHbIe MOOOUYHBIE
peaKIMy W/WIM TPEKISBPEMEHHYIO TOTEPIO 3aIUTHOW TPYMIBI B yCIIOBHUAX
peakiu, TpeOyeMbIX Uil  OCYIIECTBIICHHS  JKEJTAEMOTO  XMMHUYECKOTO
npeBpalIeHUsI(MMPEBPAICHI) B APYTAX YACTIX MOJICKYJIBI M BO BPEMSI OUHCTKH
BHOBb OOpa30BAHHOW MOJIEKYJIbI MPU HEOOXOAMMOCTH, U MOKET ObITh YJaJ€Ha B
YCIIOBHAX, KOTOPHIE HE OKA3bIBAIOT OTPUIIATEIHLHOTO BIUAHUS HA CTPYKTYPY HIIH
CTEPEOXUMHUYECKYIO IIEJIOCTHOCTh 3TOW BHOBb OOpa30BaHHON MoJieKysibl. B
HEKOTOPHIX aCMEKTax MOAXOMAIINAE 3alUTHBIC TPYNIBI TMPEACTABISIIOT COOOM
TPy, paHee OMHUCAHHBIE A 3amuThl (PYHKIIMOHAIBHBIX rpymm. Hampuwmep,
NOJIXO/AIIAA 3alUTHAS TPYyNNa A OCHOBHOTO aTOMa a30Ta allMKIMYECKON WM
LIUKJIMYECKON OCHOBHOM TPYIIbl MPEACTABIISIET COOOM KUCIOTHO-HEYCTOWUYUBYIO

KapOamMaTHYIO 3alUTHYIO TPYMIY, TAKyIO Kak TpeT-OyTunokcukapobonms (Boc).
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[S6] Kaxmoe packpbiToe B JAaHHOM JOKYMEHTE COCAMHEHHE MOXET ObITh B
dbopme comu. CoenuHEHWE MOXKET COACPXKATh IO MEHBIIEH Mepe OJHY
AMUHOTPYTITY, ¥, COOTBETCTBEHHO, C OTOW aMUHOTPYMIOW MOTYT OBITh
o0pa3oBaHbl COJIA TPUCOCAMHEHUS KHUCJIOTHI. THUIHUYHBIE COJIM BKJIIOYAIOT, 0€3
OTPaHWYCHHUS, COM CyJbdar, MUTpar, aleTar, oKcajaar, XJopua, opomua, Homu,
HUTpar, oucynbdar, pocdar, Kucasiid Gpocdar, HBOHUKOTHHAT, JIAKTAT, CATAIAIIAT,
IIATPAT KHWCIIOTHI, TapTpaT, oJieaT, TaHHAT, MaHTOTEHAT, OWTapTpaT, ackopoOar,
CYKIIMHAT, MajieaT, TeHTH3WHAT, (dymapar, MIIOKOHAT, TJIOKYpOHAT, caxapar,
dbopmuar, OeH30ar, rJIyTamar, MeTaHCYJIb(pOHAT, ATaHCYNIb(pOHAT,
6enzoncynbdonar, p-romyoscynbpoHar U mamoar (1o ecthb 1,1'-merunen-omc-(2-
ruaApoKcr-3-aadToar)).

[S7] Conb MoxeT BKIOYATh B ce0s1 10OaBIECHUE APYrol MOJEKYJIbl, TAKOW Kak
areTaT-uoH, CYKIIMHAT-HOH WM JIPYrOod MPOTHBOMOH. [IpOTHBOMOH MOXET OBITH
JOOBIM ~ OPTraHWYECKUM WA  HEOPraHWYECKUM  (PparMEeHTOM,  KOTOPbIi
CTaOMIM3UPYET 3apsia UCXoaHoro coeauHeHusa. Kpome Toro, dapmarieBTuueckn
npuemyieMas CoJib MOXXET MMETh 00Jiee OJHOTO 3apsHKCHHOTO aToMa B CBOCH
cTpykType. [Ipumepnl, Korja HECKOMbKO 3apsyKEHHBIX aTOMOB SIBJISIFOTCS YACThIO
(hapMareBTUYECKN MPUEMIIEMOM COJTH, MOTYT MMETh HECKOJBKO MPOTHBOWOHOB.
CrnemoBaTeNbHO, COJTb MOXKET UMETh OJMH WIH O0Jiee 3apsHKSHHBIX aTOMOB W/WJIH
OJIMH WK O0Jiee MPOTHBOMOHOB.

[S8] «DapmaneBTHUECKH TpUEMJIEMas COJIb» OTHOCHUTCS K COJISIM, KOTOpPBIE
001a1af0T MPOUITAMA TOKCHYHOCTH B TIPEEIaxX MUara3oHa, KOTOPBIH MOJIE3CH B
(hapmareBTHYECKUX TMPUMEHECHHMSIX. B  HEKOTOPhIX BapWaHTax BOIUIOIICHUS
(hapmarieBTHUECKH TIpUEMIIEMasi COJTb BhIOpaHa M3 TeX, KOTopble onucansl B P. H.
Stahl and C. G. Wermuth, editors, Handbook of Pharmaceutical Salts: Properties,
Selection and Use, Weinheim/Ziirich:Wiley-VCH/VHCA, 2002. Bribop conu
3aBUCUT OT CBOWCTB, KOTOPBHIE AOJKEH MPOABIATH JICKAPCTBEHHBIM TPOIYKT,
BKJTIOUAs aJICKBATHYIO PACTBOPMMOCTh B BOJE MPH PA3IMUHBIX 3HaueHUsx pH, B
3aBUCUMOCTH OT MPEANoJiaraéMoro myTH (MyTeil) BBEACHHS, KPUCTAJUTMUYHOCTH C

XaPAKTEPUCTUKAMU TEKY4YeCTH M HHM3KOW T'MTPOCKOMUYHOCTBIO (TO  €CTh
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MOTJIONIEHHE BOJIBI B 3aBUCHMOCTH OT OTHOCHTEIbHON BJIAXKHOCTH), TTOAXOAIICH
11 00paboTKH, U TPEOYEMbIM CPOK TOAHOCTH MYTEM OMPEACICHUS XUMUUECKOU 1
TBEPAOTEIIbHON CTAaOMJIBHOCTH B YCKOPEHHBIX yCJIOBHSAX (TO €CThb JUIs
OTIPENICIICHNS] AeTPafallii Uil U3MEHEHUH B TBEPAOM COCTOSHUHU MPU XPAHCHHUH
npu 40°C 1 OTHOCUTENBHON BIIAXHOCTH 75%).

Crioco0wl

[S9] B omHoM acmekte B HACTOSIIEM JOKYMEHTE IIPEIyCMOTPEH Cmocod

Hsz/@N{:)_N/H_C F
o

WA €0 COJIM, BKJIOUYAOIIUN:

noJTydeHus coequaeHus popmyisr (1):

K\ \

(D,

(1) B3aumoeicTeue coenquuenns Gpopmyisr (1A):

CN

MeO OMe (1 A)

¢ 2-xy10p-3-dropnupuauHOM ¢ oOpa3oBaHueM coeauHeHus opmyisl (1B):

F /\
NC \N

MeO OMe (lB);
(11) B3ammogmelictBue coemuHenus ¢opmynsl (1B) ¢ BomHOW KHCIOTOM C

obOpazoBanuem coeauHeHus hopmynsl (1C):

F/\
NC_ )=\

o (10);

(111) mpespamienne coeaunennst Gpopmynst (1C) B coequnenune Gopmysr (1)

HJIn €10 COJIb.
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[60] B HekoTOphIX BapWaHTax BOIUIOMIEHUA CTaauio (1) BBHIMOJIHSIIOT B
MPUCYTCTBUM OCHOBaHHUSA. B HEKOTOPHIX BapHAHTAX BOIUJIOMIEHUS OCHOBAHHE
ABIIACTCS HEOPraHuueckuM. [IpuMepbl HEOPraHMYECKUX OCHOBAHWK BKITIOYAIOT,
0e3 orpaHuueHus, KapOoHAT Kajus, KapOoHAT HaTpus, KapOoHAT 1Ee3us,
OuxapOoHAT Kajus, OMKApOOHAT HATPHS, THIPOKCUJ HATPUs, TUAPOKCHUI KaJHs,
THAPOKCH]] MarHus, THAPOKCUI JIUTHS, mpem-OyTOKCU HATPHUs, KapOOHAT KaJus,
Oouc (TPUMETHJICHIIMIT)aMHJT HATPUA U TOMY TMOJ00HOe. B HEKOTOPBIX BapuaHTax
BOTUIONICHUS OCHOBAHHWE SBIIACTCA OpraHWuecKuM. [IpmMmepbl OpraHUYecKuX
OCHOBAHUM  BKJIIOUYAOT, 0e3  orpanudeHus, N,N-IUH30MPONUIITHIIAMIH,
METUJIAMHUH, TPOMWIAMHH, TPUMETHJIAMHH, IUATHIAMHH, TpudTWiamMuH, N, N-
JTUMETHIIITAHOJIAMUH, TPUC(THIPOKCUMETHIT)aMHHOMETaH, 3TaHOJIAMUH, TIHPUINH,
MUKOJINH, JTUIAKIIOTCKCHUIaMUH, MOp(OoNnH, OCH3WJIaMWH, TPOKAWH, JIH3WH,
apTUHWH, TUCTUIWH W N-METHITIIIOKAMHUH. B HEKOTOPHIX BapHaHTax BOTUIOIICHUS
OCHOBaAHME MPEACTaBIACT COO0H OMC(TPUMETHUIICHITII )aMU /] HATPHS.

[61] B HekoTOpbIX BapWaHTax BOIUIOMIEHUA CTaguio (1) BBIMOJHSAIOT B
OpraHuueckoM  pactBopurenie. [lpuMepbl  OpraHMYecKMX  PacTBOPHUTENCH
BKJIIOUAIOT, 0€3 OrpaHWYeHHi, TeKCaH, TMEHTAH, LMKJIOMEHTAH, IUKIIOTEKCaH,
Oenzon, Tomyon, 1,4-muokcan, mmxmopmeran ([IXM), xiopodopm, sTwianerar,
terparuapodypan  (TI'®), mguxmopmeran, aneroH, aneroHuTpwi (MeCN),
mametmipopmamus (JIM®DA), aumetwncynbdokenn (IAMCO), 1,3-mumernn-2-
umugazomuanaoH (JIMU), ykcycHyrO KHCITIOTy, H-OyTaHOJ, HW3OIMPOIAHOJ, H-
MPOTIAHOJ, 3TAaHOJI W METAHOJI W TOMYy Tomo0Hoe. B HEKOTOphIX BapuaHTax
BOIUIOIICHHUSI OPraHWYECKHUW PpacTBOPUTEIb TMPEACTABIIACT COO0M MO0y
COBMECTUMYIO CMECh OPTraHWYECKHUX PACTBOPUTENICH, TaKMX KaK Te, KOTOPHIC
MIPUBEACHBI B KQUECTBE PUMEPOB B JAaHHOM JOKYMEHTE. B HEKOTOPBIX BapraHTax
BOTUIOIIEHUSI OPTAaHMYECKHU PACTBOPUTEIh HE COMEPKHUT BOABI. B HEKOTOPHIX
BapHaHTaX BOIUIOMICHHUS OPTaHWYECKUN pPACTBOPUTENTh COACPKUT Boay. B
HEKOTOPBIX BAPMAHTAX BOIUIOLIEHUS CTAaauio (1) MPOBOIAT B Tosyose. [loHATHO,
YTO Ka)KI0€ OMHCAHWE OPTaHMUECKOTO PACTBOPHUTENSA MOXKET ObITh 0OBETUHEHO C

Ka’>KJIbIM OIIMCAaHHUCM OCHOBAHHA TaK KC, KdK CCJIN OBl BCE U KaKaas KOM6I’IHaI_[I/I$I
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ObLIM KOHKPETHO M WHAWBUIYAJIbHO NEpeurciieHbl. Hampumep, B HEKOTOPHIX
BapUaAHTaX BOIUIOMIEHUA cTaguio (1) MPOBOAAT B TOJNYOJie B TPHUCYTCTBHH
OuC(TPUMETHIICHITUI )aMH1a HATPHSL.

[62] B HekoTOphIX BapuaHTax BOIUIOMICHUS CTaauio (1) TPOBOAAT TMpH
temrepatype npubiausurensHo 100 °C, npubmuzurensHo 90 °C, npubImM3uTebHO
80 °C, mpubmmzutensuo 70 °C, npubnuzutensuo 60 °C, npubnausurensHo 50 °C,
npubmmsutensio 40 °C, npubnusutensHo 30 °C, mpubmusurensHo 20 °C,
npubmusutensio 10 °C, npubnuzutensHo 0 °C, npubmusutenbHo munyc 10 °C,
npubnusutenbHo MuHyc 20 °C, nmpubnuzurensio Munyc 30 °C, npuOIM3UTEIbHO
munyc 40 °C, npubmusurenbHo munyc 50 °C unu npubnusutenbHo munyc 60°C.
B HexoTophix BapmaHTax BOTUIOMICHHS CTamuio (1) MPOBOAAT TPH TEMIIEpaType
Menee, yeM npubnusutenasHo 100 °C, npubmusurensHo 90 °C, npuOIU3UTEIbHO
80 °C, mpubnuzurtensuo 70 °C, npubnuzutensno 60 °C, npubnusurensHo 50 °C,
npuonusutensHo 40 °C, npubnusutensHo 30 °C, mpubnuzurensHo 20 °C,
npuonusutensio 10 °C, npubmuszutensHo 0 °C, npubmusutenbHo munyc 10 °C,
npuonn3utensHo MuHyc 20 °C, npubnuzurensHo Munyc 30 °C, npuOiIn3UTebHO
munyc 40 °C, npubmuzurensHo munyc 50 °C unu npubnmsurenbHo munyc 60°C.
B HexoTOpHIX BapraHTax BOIUIOMICHUS CTAAWIO (1) MPOBOIAT MPHU TEMIIEPATYPE TI0
MeHbIielt  mepe npubmusurenshHo 100 °C, mpubmmsurensHo 90 °C
npubmmsutensio 80 °C, mpubmusutensHo 70 °C, mpubnusurensHo 60 °C,
npubmmsutensio 50 °C, npubnusutensHo 40 °C, mpubmuzurenso 30 °C,
npubmuzutensio 20 °C, npubnmuzurensno 10 °C, npubmusurensHo 0 °C,
npubnu3utenbHo MuHyc 10 °C, mpubmuzurensio Munyc 20 °C, npuOIn3UTEIbHO
munyc 30 °C, npubnuzutensHo munyc 40 °C, npubnusurensio munyc 50 °C unu
npubnusntensHo MuHyc 60°C. B HEKOTOPBIX BapuaHTaxX BOILIOMICHUS CTamuio (1)
MPOBOAAT NpHU Temneparype Mexay npubnusurenbHo 10 °C u npuOIM3UTENIBHO
munyc 60°C, mexnay npubnusurenbHo 0 °C u npubnusutensHo MuHyc 60°C,
Mexay npudausuteabHo MuHyc 10 °C u npubnusurensHo munyc 60°C, mexay
npuOim3utensHo 10 °C u npubmusutensHo MuHyc 40°C, Mexay npuOIU3UTETBHO

0 °C u npubmusurensHo munyc 40°C, mexnay npubimusutensHo munyc 10 °C u
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npuoin3utensHo Mmunyc 40°C, mexxay npubnuzutenso 10 °C u npubnu3urensHo
munyc 30°C, mexay npubnusutenbno 0 °C u npubnusurensao munyc 30°C unum
Mexay npubnusutenbHo MuHyce 10 °C w npubnusurensHo muHyc 30°C. B
HEKOTOPHIX BapHWaHTaX BOILUIOMEHUS CTaauio (1) TPOBOAAT TMPH TEMIIEpaType
npubnuzutenbHo MuHyc 20 °C. [IoHATHO, YTO Ka)KI0€ ONHUCAHHUE TEMIEPATyph
MOET OBITh OOBEAUHEHO ¢ KaXKIBIM OTIMCAHUEM OCHOBAHMS W/WJIM OPTaHHUECKOTO
PaCTBOPUTENA TAK K€, KaK €CJIM OBl BCE M KaXkAast KOMOHWHAIMA ObIJIA KOHKPETHO U
WHINBUIYaJIbHO TIepedYrciieHbl. HampruMep, B HEKOTOPHIX BapHaHTaX BOTUIOIICHUS
ctaanto (1) TPOBOJAT B TOJYOJ€ B TPUCYTCTBHM OWC(TPUMETHIICHIINI)aMH/IA
HaTpus MpU Temieparype npudnusureasao munyc 20 °C.

[63] B HexoTopeix BapuWaHTax BOIJIOMICHWA BOJHAS Kuciaota cramud  (i1)
MPEACTABIIACT COOOM HEOPraHWYECKYIO KHUCIOTYy. [IpUMepbl HEOpraHMueCKUX
KHUCIIOT BKITIOYAIOT, 0€3 OTPaHWYEHUS, CONSHYIO KHCIIOTY, OPOMHCTOBOIOPOIHYIO
KHUCIIOTY, CEPHYIO KHUCIIOTY, CYJIb(haMHUHOBYIO KHCIIOTY, a30THYIO KHUCJIOTY, OOPHYIO
KHCIOTY, (ocopHYIO KHCIOTY M TOMY IMOJ00HOEe. B HEKOTOpHIX BapHaHTax
BOTUIOIIEHUSI BOJHAS KUCIOTAa cTamuu (i1) MpeacTaBiseT coOOi OpPraHMYECKYIO
KUCIIOTY.  [IpuMepbl OpraHWYECKUX KHUCIOT BKIIOYAIOT YKCYCHYIO KHCJIOTY,
(bEHWITYKCYCHYIO KHCJIOTY, TPOMHOHOBYIO KHCJIOTY, CTEapUHOBYIO KHCJIOTY,
MOJIOYHYIO  KHUCJIOTY, AaCKOPOMHOBYIO  KHUCJOTY, MAaJEHMHOBYIO  KHCJOTY,
THAPOKCUMAJICHHOBYIO KHCJIOTY, HW3ETHOHOBYIO KHCIIOTY, SHTApHYIO KHCJIOTY,
BAJICPUAHOBYIO  KHCJIOTY, (yMapoOBYIO  KHCIOTY, MAaJOHOBYIO  KHCJIOTY,
MUPOBUHOTPAIHYIO KHCJIOTY, MIABEICBYI0 KHCIIOTY, TJIMKOJIEBYIO KHCIOTY,
CAIMIIMJIOBYIO  KHCIIOTY, OJIEHHOBYIO KHCIIOTY, TaJIbMUTHHOBYIO KHCJIOTY,
JAYPUHOBYIO KHCJIOTY, THPAHO3WAWIIOBYI0 KHCIOTY HW ToMy mojoOHoe. B
HEKOTOPBIX BapHAHTaX BOILIONMICHUS BOJHAS KHACIOTA MPEACTABIISAET Co00# T00YI0
COBMECTUMYIO CMECh KHCJIOT, TaKWX KakK Te€, KOTOPbIC TPHUBEACHBI B JAHHOM
JOKYMEHTE B KQUeCTBE MPUMEPOB. B HEKOTOPHIX BapWaHTax BOIUIOMICHUS BOHASA
KHCTIOTa CTaaAuu (11) MpeACTaBIsAeT cOO0H CONMAHYIO KUCIOTY.

[64] B HekoTOphIx BapuaHTax BOIUIOMIEHUS cTaauio (11) TPOBOIAT TIPHU

temneparype npudimusutensio 100 °C, npubmuszurensno 90 °C, npuOam3uTenbHO
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80 °C, mpubmuzurtensuo 70 °C, npubnuzutensHo 60 °C, npubnusurensHo 50 °C,
npuommusutensHo 40 °C, npubnusutensHo 30 °C, mpubnusurensHo 20 °C,
npuomusutensio 10 °C unu npubnusutensHo 0 °C. B HeKOTOpbIX BapuaHTax
BOTUIOLIEHUS CTAUIO (1) MPOBOAAT MPHU TEMIIEpAType MEeHee, YeM MPUOIU3UTETBHO
100 °C, mpubmuzutenbao 90 °C, npubnuzutensHo 80 °C, nmpubmuzurensHo 70 °C,
npubmmsutensio 60 °C, npubmusutensHo 50 °C, mpubmusurensHo 40 °C,
npubmmsutensio 30 °C, npubnuzutensuo 20 °C wnu npubmusutensuo 10 °C. B
HEKOTOPBIX BAapHWAHTaX BOTUIOIICHHUS CTaAWio (1) MPOBOMAT TPH TEMIIEPAType IO
MeHblner mepe npubnusurenbHo 90 °C, npubnuzutenbHo 80 °C, mpuOIM3UTEIBHO
70 °C, mpubnusurtensao 60 °C, npubmuzutensuo 50 °C, npubnusurensHo 40 °C,
npubnusutensio 30 °C, npubnuzutensno 20 °C, npubnusutensHo 10 °C wunm
npubmusutensHo 0 °C. B HEKOTOpHIX BapwaHTaxX BOILUIOMEHUA craguio (11)
npoBoAsT npu Temmneparype mnpubnusurenbHo 50 °C. I[loHATHO, 4TO Kaxkaoe
OMUCAHUE TEMIIEPATYPhI MOKET OBbITh OOBEANHEHO C KAXAbIM OMUCAHUEM BOJAHOM
KHCJIOTBI TaK K€, KaK €ciau Obl BCE U KaxJas KOMOWHANUA ObLJIM KOHKPETHO H
WHVMBHUAYAJbHO NIEPEUMCIieHbl. HarpumMep, B HEKOTOPBIX BapUAHTAX BOILUIOMICHUS
ctaauto (11) TPOBOJAT B MPUCYTCTBHUU COJITHOM KHCJIOTHI TIPU TEMIIEPAType
npubnusutensHo 50 °C.

[65] B HexoTophIX BapuaHTaX BOILIOMICHHUS cTaaus (1il) BKIIIOYAET MPEBPAICHUE
coenuaenus popmyisr (1C) B coequnenue dopmysl (1G):

OH

i

=/ (16),
u nipeBpareHne coeauaeHus Gopmyisl (1G) B coenunenne dhopmyss (1) mmu ero
cOJib. B HEKOTOPBIX BapraHTax BOTUIOIICHUA MPEBPAILEHUE COeTUHEHHS (HOPMYJTBI
(1C) B coenunenne ¢opmynsl (1G) nposoasar B cmecu XM u mertanona. B
HEKOTOPBIX BapMAHTAX BOIUIOMIEHUA MpeBpareHue coenuuenus ¢opmyisl (1C) B

coenunenne ¢dopmynsl (1G) mposomar B mpucytctBun NaBH,;. B HekoTopbix
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BapuaHTaxX BOIUIONIEHUS mpeBpaiienue coeaunenus ¢opmyinsl (1C) B coennHeHME
dbopmyst (1G) mpooaar mpu Temneparype npudnausznteabno muayc 78 °C.
[66] B HexkoTophlx BapwaHTax BOIUIOMICHUS cTaaua (111) JOTOJTHHUTEIHHO

BKJIIOUAET mpeBpanieHne coeauHeHus Qopmynsl (1G) B coenunenue opmysibi

(1H):

}<>—-n
\

\

NC N
~Oam,

u nipeBpareHue coeauaeHus Gopmyisl (1H) B coenunenne dhopmynsl (1) wmm ero
cOJib. B HEKOTOPBIX BapraHTax BOTUIOIICHUA MPEBPAILIEHUE COSTUHEHHS (POPMYJTBI
(1G) B coequnenue popmynsl (1H) mpooasat B JIXM. B HekoTOpbIX BapuaHTax
BOTUIONIEHUS TipeBpaiieane coeauHenus dhopmyist (1G) B coenunenne GopmyIisi
(1H) mpoBomst B mpucyrctBum Tpudropuma mudtwiammHocepsl (DAST). B
HEKOTOPBIX BapHAHTAX BOIUIOIIEHUS TpeBpanienne coeauHenus dopmyms (1G) B
coenunenue dhopmysl (1H) mpoBoasT mpu temmepatype MexXAy NpUOTU3UTEIHHO
0 °C n npubnusurensHo 10 °C.

[67] B HekoTophIX BapWaHTax BOIUIOMIEHUS cTamus (1il) JOTOJIHATEIHHO

BKJTOYAeT npesparieHue coequaenus gopmysst (1H) B coemnaenne popmyisr (11)

NI (),
1 nipespamenne coeauaeHus dhopmyibl (11) B coenuaenne Gopmyssr (1) wmm ero
coJib. B HEKOTOPHIX BapraHTaX BOILIONMICHUS TPEBPAIEHAE COSAUHEHUS (POPMYJTBI
(1H) B coequnrenne dopmyinsl (1I) mpoBoasT B MeTaHosie. B HEKOTOPBIX BapuaHTax
BOTUIONIEHUS TipeBpaiteane coeaunenus dhopmyns (1H) B coenunenne popmyisi
(1) mpoBomsT B mnpucyrcTBuu HUKens Penes. B  HexkoTopeix BapuaHTax
BOTUIONIEHUS TipeBpainenne coeauHenus dhopmysst (1H) B coenunenne popmyisi

(11) mpoBOAAT B MPUCYTCTBUU aMMHUAKa.



25

[68] B Hexkoropsix BapwaHTax BOIUIOMICHHUS cTaaua (111) JOTOTHUTEIHHO

Br~<\j:/>—x

npeacTaBisieT coboit xmop wim Grop, ¢ odpazoBanueM coenuneHus popmyssl (1J):

BKJIIOUAET B3auMojeicTBue coeauHeHus dopmynast (11) c , rae X

l\
RSP e
NN
Z

Fo(),
rze Z npeAcTaBiseT coO0H 3alMTHYIO TPYTIY UJIH BOAOPO/I,
U nipeBpaineHue coequHenns Gopmynsl (1J) B coenunenne popmynsl (1) umum ero
cojib. B HEKOTOpBIX BapuaHTax BOIUIONICHUS X MpeAcTaBisieT coboi xjop. B
HEKOTOPHIX BapHAHTaX BOILIONMEHUA X MpeacTaBisgeT cobor grop. B HekoTOphIX
BapUaHTaxX BOIUIOLICHUS 7 mpeactasisier coboit Boc. B HekoTOphiX BapuaHTax
BOIUIOIIEHUsA 7 TIpeAcTaBiisieT coOod Boaopoda. B  HekoTopeiX BapHuaHTax
BOTUIONIEHUSI TipeBpaienue coenuuennsa dopmyist (11) B coequrenne Gpopmyibl
(1J) mposomar B mpucyrctBuu NMP. B HekoTOpbhIX BapuaHTaxX BOTUIOIICHHS
npespaienue coenunenust popmynel (11) B coenunenne popmynsl (1)) mposoasar
B npucyrctBun DIPEA. B HekoTOpbhIX BapuaHTax BOIUIOMIEHUSA MPEBPALLCHUE
coenuaenus Gopmyitsl (11) B coequaenne dhopmysl (1J) mpoBoasT B IPHCYTCTBAA
DMAP. B HekoTOpbIX BapvaHTax BOIUIOIIEHUA TMPEBPAIICHUE COCAMHEHUS
dbopmymst (11) B coenurermne dhopmysst (1J) mposoast B mpucyrersuu Boc,O. B
HEKOTOPBIX BapHaHTaX BOILIOMICHUS TpeBpaimieHue coenuHenus dopmyisr (11) B
coenuaenne ¢opmynel (1)) mpoBoast B mpucyrctum TI'®. B HexoTophix
BapHaHTaxX BOTUIOMICHWS TpeBpareHue coeauaeHus dopmysl (11) B coequnenme
dhopmyst (1J) mpoBoasT mpu Temneparype npubausureasHo 60 °C.
[69] B HekoTophrlx BapwaHTax BOIUIOMICHHUS cTaaua (111) JOTOTHUTEIHHO

N
v

BKJIIOUAET B3auMojeiicTeue coeamaenns ¢dopmynast  (1J) ¢ NC C

oOpazoBanuem coeauHeHus dopmysl (1K):
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= =N / "; S
Nc;);> N4<\:N/>_N\Z i (1K),

rjie Z npeacTaBisgeT co00M 3aUTHYIO TPYTITY WA BOAOPOI,

AW\

u npeBpareHue coeauaeHus Gopmyinl (1K) B coenunenne dhopmyinsl (1) mmm ero
conb. B HeKkOTOpBIX BapmaHTaxX BOIUIOMICHHUA 7 TpenacraBiser coboii Boc. B
HEKOTOPBIX BapUaHTax BOIUIONICHUs 7 TMpeacrapiser coboit Boaopoa. B

HEKOTOPHIX BapHWaHTaX BOILUIOMICHHUS peakmmuio coeauHeHus ¢opmynsl (1J) c

H
N
|
NC MPOBOJIAT B TOJYyOJ€. B HEKOTOPHIX BapHWaHTaX BOTUIOMICHUS PEAKITHIO
H
N
|/
coenunaenus popmyier (1J) ¢ NC MPOBOJAT B MPUCYTCTBUM Hoauaa meau. B

HEKOTOPHIX BapWaHTaX BOIUIOMICHHUA peakmuio coeauHeHuss ¢opmynsl (1J) c

H
N
1
NC NPOBOJAT B MPUCYTCTBUHU (ocdara kamma. B HEKOTOphIX BapuaHTax
H
N
1
BOIUIOIIEHUST peakiuio coenuHenus Gopmynsr (1J) ¢ NC MPOBOAAT B

npucyTcTBur  TpaHc-N,N'-qumerunuukiorekcan-1,2-nuamuHa. B HekoTOphIX
N

17

BapHaHTaX BOIUIOMIEHUA peaknuto coeauHeHus ¢opmynsl (1J) ¢ NC

MPOBOAAT Npu Temneparype npudauszutensHo 100 °C.

[70] B HexoTOphIX BapuWaHTax BOIUIOMIEHHUS cTamus (111) BKIIOYACT BBIICIICHUE

coenunaenus popmyisr (1) wmm ero conmu.

[71] B HekoTOphIX BapuaHTax BOIUIOMICHUS CNOCO0 MOJYYEHUS COCIUHEHUS

dbopmymst (1) uam ero com AOMOTHUTENFHO BKITIOYAET MOMYUYSHHUE COCIUHCHUS

dbopmyst (1A) myTem B3aumoaercTBrs coequHeHus Gopmyisl (2A):



27

MeO_ OMe

X% X2 (2A),

1 2 v o
rae X u X Kaxablid HE3aBUCUMO MPEACTABISAET COOOM 3aMellaeMyro rpyIiy,

¢ coenquHeHuem opmyss (2B):

0
ne R (B)

rae R mpencrasiser coboii HeoOs3aTeNbHO 3aMEISHHBIN alIKWJI, HE00sA3aTeIbHO
3aMEIICHHBIN aJKeHHWJI, HEe00A3aTeIbHO 3aMEIICHHBINH aJIKMHHII, HEe00S3aTelbHO
3aMEIICHHBINA IUKIOAKII, HE00S3aTeIbHO 3aMEMICHHBIH TeTEPOIMKIOATKHII,
HE00sI3aTENHHO 3aMEIIEHHBIN apuiT YUTH HEOOA3aTEIIbHO 3aMEIICHHBIA TeTEPOapHII,
¢ oOpazoBanueM coenuHeHUS hopmyibl (1A).

[72] B HekoTOpbIX BapyaHTaX BOIUIOLICHUA X' u X* HeszaBucumo MPEACTABJIAIOT
coboii ramoreH, TpudIar, TO3WIAT, ME3WJIAT MM aleTOKCH. B HEKOTOpHIX
BapPUAHTAaX BOIUIOLIECHHUSA X' u X* He3aBHCHMO MPEACTABIIAIOT coO0M rajioreH. B
HEKOTODBIX BAapHAHTAX BOIUIOLICHHS X U X° 06a mpeacTaBsuoT coboit dgrop. B
HEKOTOPHIX BapHAHTAX BOILIOMEHHA X H X° 06a MpeacTaBIAloT coboil xyop. B
HEKOTOPHIX BapHaHTaxX Borwlomenuss X u X° 06a mpejacTaBisioT coboii Gpom. B
HEKOTOPHIX BaphaHTax Bomomenns X' u X° o6a mpeicTaBasioT coboif iox. B
HEKOTOPBIX BAPUAHTAX BOIUIOLICHUA X' u X* spsores pa3HbIMH. B HEKOTOpBIX
BApUAHTAX BOILIOMEHHs X' mpeacTaBisier coboil ¢rop. B HEKOTOPBIX BapHaHTax
BOIUTOMmIeHHsT X' TPEACTaBIseT coboi  Xyop. B HEKOTOPHIX BapHAHTAaxX
BOIUTOMIEHHsT X' MpeiacTaBiser coGoi  6poM. B HEKOTOPHIX BapHaHTax
BOIUTOMIEHHS X' TPEACTaBIseT coboil Hoa. B HEKOTOPHIX BAPHAHTAX BOIUIOMICHHUS
X* mpencrasmsier coboif ¢rop. B HEKOTOPHIX BApHAHTAX BOILIOMCHHS X
npeacTaBiisieT coboit  xjop. B HEKOTOpbIX BapuaHTAaX BOIUIONICHUS X?
mpeAcTaBisieT  coboii  O6poM. B HEKOTOPHIX BApPHAHTAX BOILIOLICHHS X
npeacTapisier cobor Hoa. IIOHATHO, YTO KaKa0€ OMHCaHHUE X' Mmoxer GbITh
0OBbEMHEHO ¢ KAKIBIM OMHCAaHMeM X° Tak ke, KaK eClId Obl BCE M KaKIas

KOM6I/IHaHI/I${ ObLTH KOHKPCTHO U HHAUBHUAYAJIBHO IICPCUNUCIICHBI.
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[73] B HekoTOpeix BapuaHTax BoOmUlolleHWss R mpexacrasisier  coOoi
HE00A3aTeNIbHO 3aMEIICHHBIA KW, B HEKOTOphIX BapumaHTax BOIUIOLIEHHS R
MPEACTABIACT COOOM HE3aMEIICHHBIM ajlkwi. B HEKOTOphIX BapHaHTax
BorTomeHus: R mpencrabiser coOoli HeoOsA3aTeNbHO 3aMEICHHBIA JTUHEHHBIN
ankui. B HekoTopeiX BapuaHTax BOIUIOWIEHUs R mpencraenser coOoi
HE00SA3aTeNIbHO 3aMEIICHHBIM Pa3BETBICHHBIN alkWi. B HEKOTOpBIX BapuaHTax
BortomieHuss R mpeacrassser codoit HeoOs3atenbHO 3amenieHHbin C-Cq ankun. B
HEKOTOPBIX BapuaHTax BoIIomEeHuss R mpeacraBiger coboli HeoOs3aTeNbHO
3amenieHHbId uHelHbi C-Cq ankuia. B HEeKoTOphIX BapuaHTax BOMIOMIEHUS R
MpecTaBIsAeT COO0M HE0OA3aTEILHO 3aMeIleHHbIN pa3BeTBIeHHBIN C-Cq ankuit. B
HEKOTOPBIX BapHaHTax BOIUIONICHUA R npeactasnsger codoit mpem-0yTHi.

[74] TloHsaTHO, uTO KaXxgoe Ommcanue X' w/van X° MOXKET ObiTh OOBEIHHEHO C
KaXJbIM OnucaHueM R Tak e, Kak eciau Obl BCE M KaK1asd KOMOWHAIUA ObLIH
KOHKPDETHO W WHIWBHUAYAJIbHO TIEPEUUCIICHBI. B  HEKOTOPHIX BapHaHTax
BOTUIONIEHUsI coeaunenne Gopmyinsl (2A) mpeacrasisier coboit 1,3-mubpom-2,2-
JUMETOKCUIIPOTIaH, a coenuHenue Qopmynsl (2B) mpeacrasnser cobovi mpem-
OyTHJI 2-1IMaHOAIIETAT.

[75] B HekoTOphIX BapuaHTaxX BOTUIONMICHWS PEAKIMIO COCIUHEHHUS (POPMYIIBI
(2A) (manpumep, 1,3-muOpom-2,2-TMMETOKCUITPOIIAHA) ¢ COSAMHEHUEM (DOPMYJIBI
(2B) (mampumep, mpem-OyTun 2-MaHOAIETATOM) TMPOBOASIT B IPHUCYTCTBHH
OCHOBaHMA. B HEKOTOpPbIX BapuWaHTaX BOIUIOIICHUS OCHOBAHHWE SBJIACTCSA
HEOPraHMYE€CKUM OCHOBaHUEM. [ [puMepbl HEOPraHMUECKUX OCHOBAHUNA BKJTIOUAIOT,
0e3 orpaHudeHusa, KapOOHAT Kajus, KapOOHAT HaTpusd, KapOoOHAT 1e3us,
OukapOoHaT Kayus, OMKApOOHAT HATPHsA, TMAPOKCHUI HATPHs, THAPOKCUI KaJlus,
THAPOKCH]] MAarHUS, THAPOKCHU JTIUTHA, mpem-OyTOKCU HATPHs, KapOOHAT Kajus,
ouc (TPUMETHIICHIIMIT)aMHUJT HATPUA U TOMY moJ00HOe. B HEKOTOpBIX BapuaHTax
BOIUJIOIIICHUS OCHOBAHHME SBJIACTCS OPraHMYECKUM OCHOBaHHWEM. [Ipumepsl
OPraHUYECKUX OCHOBaHU BKJIIOUAIOT, 6e3 OTpaHUYCHUS, N,N-
JUU30TPONUAIATHIIAMUAH, METUIIAMUH, IPOTIMJIAMHH, TPUMETHUIIAMUH, TASTHIAMIH,

TpudTHWIaMUH, N, N-TUMETUIITAHOJAMUH, TPUC(TUAPOKCUMETHII)aMUHOMETaH,
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ATAHOJIAMUH, TTUPHUIMH, TTUKOJIMH, JUITUKIOTEKCHIIaMUH, MOP(OIuH, OCH3MIaMUH,
NPOKaWH, JIM3WH, APTUHWH, TUCTUAMH W N-METWITTIOKamMuH. B HEKOTOPBIX
BApMAHTAX BOIUIOIICHUA OCHOBAHHUE MPEACTABIAET COOOH JHOOYI0 COBMECTUMYIO
CMECh OCHOBAHWMW, TAKUX KaK IMPUBEJICHHBIE B JIAHHOM JOKYMEHTE B KAaueCTBE
npuMepoB. B HEKOTOpBIX BapuaHTax BOIUIOLIEHUS OCHOBAHWE TMPEICTABIIACT
coboit mpem-6yrokcua kanus. [IOHSITHO, 9TO Ka)K10€ ONMMCAHUE OCHOBAHUSI MOYKET
OBITh OOBETUHEHO C KAXKJIBIM OITHCAaHHEM Xl, X* w/unm R Tak ’Ke, KaK eciy OBl BCe
U Kakmas KOMOWHAmus ObLTH KOHKPETHO W WHAWBUAYAJHHO TEPEUHMCIICHBI.
Hampumep, B HEKOTOPHIX BapWaHTax BOTIUIOMICHHS coemuHeHue dopmynbl (2A)
npeacTaBisier cobor 1,3-mubpoM-2,2- TMMETOKCHIIPOIIAH, COSAMHEHUE (hOPMYJIBI
(2B) mpencrasnsier coboit TpeT-OyTHN 2-1MaHOAIETaT, a OCHOBAHUE TIPEACTABIISIET
co00i TpeT-OyTOKCH/T KaTHs.

[76] B HekoTOphIX BapuaHTax BOIUIOMICHHUS PEAKIMIO COSAUHEHHUS (HOPMYIIBI
(2A) (mampumep, 1,3-mubpom-2,2-TMMETOKCUTIPOTIaHA) ¢ COSAMHEHUEM (DOPMYJTBI
(2B) (mampumep, TperT-OyTWil 2-1[MAHOAIETATOM) MPOBOJAT B OPraHUYECKOM
pactBoputene. [lpumepsl OpraHMYEeCKHMX pacTBOPUTENEH BKIIOYAOT, 0€3
OTPAaHUYEHUM, TeKCaH, MEHTAH, [IUKJIOMEHTAaH, UKJIOTeKcaH, OeH30, Tonyod, 1,4-
avokcaH, xsopodopm, stunanerar, terparuapodypan (TI'®), mmuxmopmeraHw,
anetoH, aumeTmnaneramua (DMAc), aneronutpuit (MeCN) , numerundopmamu
(AM®A), mameruncymbdokcun (JAMCO), 1,3-aumeTnn-2-uMuaa30uIuHOH
(AMH), N-mermnmupponuaon (NMP), ykcycHyro  kuciaory, H-OyTaHOI,
W30MPOITAHOJ, H-TIPOTIAHOJI, 3TAHOJ U METAHOJ W TOMY Tom00HOe. B HEKOTOPHIX
BapHaHTaX BOIUIOMICHUS OPraHWYCCKUH PaCTBOPHUTENb TIPEICTABIACT COOOM
JO0YI0 COBMECTUMYIO CMECh OPTaHMYECKUX PACTBOPHUTENICH, TaKMX KakK Te,
KOTOpbIE TIPUBEJCHBI B KAUE€CTBE MIPUMEPOB B JAHHOM JOKYMEHTE. B HEKOTOpHIX
BapUaHTaX BOILUIONICHUS] OPTaHWYECKHWH PACTBOPHUTENb HE COJCPXKHUT BOAbl. B
HEKOTOPBIX BapHaHTaX BOIUIOIICHUS OPTaHWUYECKHH PACTBOPUTEIh COACPKUT
BOAy. B HeEkOTOphIX BapWaHTaxX BOILUIOMICHUA OPTaHWUYECKUH PaCTBOPUTENH
BbIOpaH u3 rpynmnsl, cocrosamed uz MU, DMAc, /IMCO u NMP. B HekoTOpbIX

BApUAHTAX BOIUIOILLECHUS OPTaHUYECKUN PACTBOPUTENb NpeacTasiseT codoit IMU.
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B HekoTOppIX  BapumaHTax  BOIUIOUIEHWA  OPraHUYECKUH  PACTBOPHUTEID
npeactasisier coboi DMAc. B HekoTOpbIX BapHaHTaX  BOIUIOIICHUS
OpraHuvecKuil pacTBoputTenb mpeacrasiaser codot JMCO. B HekoTOphIX
BApUAHTAX BOIUIOLIEHUS OPraHUUECKUI pPaCTBOPUTENH MpeacTaBisieT coboi NMP.
[TOoHATHO, YTO KaXX0€ OMUCAHUE OPraHWYECKOrO PACTBOPUTENS MOXKET OBITh
00BEIMHEHO ¢ KAXKIBIM OIMHCAHUEM Xl, X2, R w/vnm ocHOBaHMS TakK e, KaK €CJIu
Obl BCE M KaXKJ1asd KOMOWHAIMS ObUTM KOHKPETHO U MHAUBHUIYAIBHO TIEPEUKCIICHBDI.
Hampumep, B HEKOTOPHIX BapWaHTax BOIUIOMICHHS coemuHeHue dopmynbl (2A)
npeacTaBisier cobor 1,3-mubpoM-2,2- TMMETOKCHIIPOIIAH, COSAMHEHUE (hOPMYJIBI
(2B) mpencrasnseT coboi TpeT-OyThi 2-1IMaHOoAaleTaT; a OCHOBAHUE MPEACTABIISAET
co00it TpeT-OyTOKCH Kajivs, a OpraHNYECKHH paCTBOPUTEIb MIPEACTABIACT CO00i
JIMU.

[77] B HexkoTOpbIX BapuWaHTax BOIUIOMICHHUS PEAKIMIO COCAUHEHUS (HhOPMYIIBI
(2A) (mampumep, 1,3-mubGpom-2,2-AMMETOKCUTIPOTIaHA) ¢ COSAMHEHUEM (POPMYJTBI
(2B) (mampumep, TpeT-OyTHJI 2-IMAHOAIETATOM) TMPOBOAAT TPH TEMIEPATYpPE
npuomusutenso 200 °C, npubmuzutensHo 190 °C, npubmusurensno 180 °C,
npuommsutensHo 170 °C, npubmusutensno 160 °C, npubmusurensno 150 °C,
npubnusurensio 140 °C, npubnuzutensHo 130 °C, mpubmusurensuo 120 °C,
npubmmsutensio 110 °C, mpubmusurensio 100 °C, mpubmusurensao 90 °C
npubmmsutensio 80 °C, mpubmusutensHo 70 °C, mpubnusurensHo 60 °C,
npubmmsutensio 50 °C, npubnusutensHo 40 °C, mpubmuzurenso 30 °C,
npubmusutensio 20 °C, npubnmuzurensno 10 °C, npubmusurensHo 0 °C,
npubnusutenbio Munyc 10 °C, mnpubnusurenbHo wuHyc 20 °C  umm
npubiu3utenbHo MuHyc 30 °C. B HEKOTOPHIX BapHaHTaX BOIUIOUIEHUS PEAKIIHIO
coenuaeHus dopmyisl (2A) (manpumep, 1,3-mubOpom-2,2-IUMETOKCUTIPOTIAH) C
coenuaeHneM Qopmynsr  (2B) (mampumep, TpeT-OyTHa  2-T[MAHOAIETATOM)
NpPOBOAAT TpU  TemIieparype MeHee, dYeM npudmusutensHo 200 °C,
npuomusutenso 190 °C, npubnuzutensno 180 °C, mpubmusurensno 170 °C,
npuomusutenso 160 °C, npubmuzutensno 150 °C, npubmusurensno 140 °C,

npuommusutensHo 130 °C, npubnmusutensno 120 °C, npubmusurensno 110 °C,
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npuommusutensHo 100 °C, mpubnusurensHo 90 °C, npubnuszurensHo 80 °C,
npuomusutenso 70 °C, npubnusutensHo 60 °C, mpubnusurensHo 50 °C,
npuomusutensio 40 °C, npubnusutensHo 30 °C, mpubmusurensHo 20 °C,
npubnusutensio 10 °C, npubmuzutensio 0 °C, npubmmuzutensHo munyc 10 °C,
npubnuzutensHo MuHyc 20 °C umm npubnuzutensHo munyc 30 °C. B HekoTOpbIx
BapHaHTaX BOIUIOIICHHS PEakIuio coeauHeHus dopmynsr (2A) (mampumep, 1,3-
TUOpOM-2 . 2- TMMETOKCHIIPOTIaH) ¢ coeanHeHneM (opmyitel (2B) (Hampumep, TpeT-
OyTwi 2-1MaHoareTar) TMPOBOAAT TMPH TeMIEepaType 10 MEHBIIEH Mepe
npubmuzutenso 200 °C, npubmuzutensno 190 °C, npubmusutensno 180 °C,
npubnusutensio 170 °C, npubnuzutensno 160 °C, npubmusutensno 150 °C,
npubnusutensio 140 °C, npubnuzutensho 130 °C, npubmusutensno 120 °C,
npubnuzutensio 110 °C, mpubmuzurensio 100 °C, npubmuzurensho 90 °C,
npubnusutensio 80 °C, npubnusutensHo 70 °C, mpubnusurensHo 60 °C,
npuonusutensHo 50 °C, npubnusutensHo 40 °C, mpubnusurensHo 30 °C,
npuomusutensHo 20 °C, npubnmusurensHo 10 °C, npubmusurensHo 0 °C,
npuonusutensHo  Munyc 10 °C, mnpubnusurensHo wuHyc 20 °C  wumm
npuoimn3utenbHo MuHyc 30 °C. B HEKOTOPBIX BapHaHTaX BOIUIOLIEHUSA PEAKLIMIO
coequHenust dopmynel (2A) (Hampumep, 1,3-aubpom-2,2-TUMETOKCUTIPOTIAH) ¢
coenuHeHreM dopmyisl (2B) (Hanpumep, TpeT-OyTHi 2-IMaHoaneTar) mpoBOAAT
npu Temreparype Mexay npubmmsurenbho 200 °C u npubnusurensuo 100 °C,
Mexny npubmmsurensHo  200°C  wm mpubnusurensho 110 °C, wmexnay
npubmuzutensHo 200°C u npubnusutensHo 120 °C, mexay npuOIM3UTEIIBHO
200°C wu npubnusutensHo 130 °C, wmexny npubauzutensno 200 °C wu
npubnusutensao 140 °C, mexnay npubnuzurensao 180 °C u npubnuzutensHo 100
°C, wmexay mnpubmusutenbHo 180°C u mpubmusurensHo 110 °C, wmexny
npubnusutenbo 180°C u nmpubnusutensHo 120 °C, mexay npuOIU3UTEIBHO
180°C wu mnpubnusutrensHo 130 °C, wmexnay npubausutensHo 180 °C wu
npuoimnsutensao 140 °C, mexay npubnuzurensuo 160 °C u npubnuzurensHo 100
°C, wmexay mnpubmmsurenbHo 160°C wu nmpubmmsurensHo 110 °C, wmexny

npuomusutenso 160°C u npubnusutensHo 120 °C, mexay npuOIU3UTETBHO
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190°C wn npubmusutenbHo 130 °C wnm mexnay npubnusurenbHo 160 °C u
npuomusutensHo 140 °C. B HEKOTOpBIX BapuaHTaxX BOIUIOMIEHUA PEAKLMIO
coenunenus dopmyisl (2A) (manpumep, 1,3-muOpom-2,2-TUMETOKCUTIPOTIAH) C
coenunenueM dopmyisl (2B) (Hanpumep, TpeT-OyTwia 2-1MaHoaIeTar) mpoBOAAT
npu Ttemneparype npubnausurenbHo 150 °C. B HekoTOphIX BapuaHTax
BOTUTOIICHUS PEaKIHi0 coeaquHeHus dopmyiibl (2A) (Hanpumep, 1,3-mubpom-2,2-
JTUMETOKCHUTIPOTIaH) ¢ coemuHeHueM ¢dopmyisl (2B) (Hampumep, Tper-OyTmn 2-
IHaHoAreTaT) MPOBOAAT MpHU Temriepatrype npudausuteasno 160 °C. IlonstHo,
YTO KaXJ0€ ONHMCAaHWUE TEeMIEPaTypbl MOXET OBITh OOBEAWHEHO C KaKIIbIM
omucarreM X', X%, R, ocHOBaHWs W/HiH OPraHUYECKOTO PACTBOPHUTEIA TaK K€,
KaK eciu Obl BCE M KaxkJasg KOMOWHAIus ObLIM KOHKPETHO M WHIUBHUAYATBHO
nepeunciaeHsl. Hampumep, B HEKOTOPHIX BAapWAHTaX BOTUIOMICHHUS COCTUHEHUE
dbopmynsr  (2A) mpeactraBasier  coboit  1,3-mubpom-2,2-THUMETOKCHIIPOTIAH,
coenuaenne ¢opmynbl (2B) mpeactasnsier coboit TpeT-OyTHIiI-2-IMaHOAIeTaT;,
OCHOBAHME TPEACTABIACT CO00M TpeT-0yTOKCH Kallud, OCHOBAHWE TPEACTABIISIECT
cobori JIMHU; a peakuuto 1,3-auOpom-2,2-TMMETOKCUIIPONIAaHA U TPET-OyTHI-2-
[AaHoAaIeTaTa MPoBOJAT MPpHU TemiepaType npudmusutenasHo 150 °C.

[78] B HekoTopbIXx BapuaHTax BOIUIOMICHUS coenuHeHue (opmymsl (2A)
(manpumep, 1,3-muOpomM-2,2-TUMETOKCUTIPOIAaH), coeauHeHue ¢opmysel (2B)
(HanpuMmep, TpeT-OyTHiI  2-IMaHoareTar) W OCHOBAaHWE IOCIIECIOBATEIIBHO
N00aBIIAIOT K  OPraHWYeCKOMY PacTBOPHTENO. B HEKOTOPHIX BapHaHTax
BOIUIONIEHUsI  coenuHenne ¢opmynsl  (2A)  (mampumep, 1,3-mubGpom-2,2-
JUMETOKCHUTIPOTIaH), OCHOBaHUE W coenuHeHue dopmyisl (2B) (mampumep, Tper-
Oyt  2-mmaHoareTar) IMOCeA0BAaTEebHO  J00ABISIOT K  OPraHUYECKOMY
pacTBOpUTENIO. B HEKOTOPHIX BapWaHTaX BOIUIOMICHHS COEAMHEHUE (HOPMYIIBI
(2B) (mampumep, Tper-OyTun 2-npaHoanieTar), coeauHeHue dopmyisl (2A)
(manpumep, 1,3-mubpom-2,2-AMMETOKCUTIPOTIAaH) W OCHOBAHHE TOCIIEIOBATEIHHO
N00aBIIAIOT K OPraHWYECKOMY pacTBOPHUTENO. B  HEKOTOpPHIX BapuaHTax
BOIUIONIEHUs1 coenuHenne Qopmynsl  (2B) (mampumep, Tper-Oytun  2-

[IMAHOAIIETAT), OCHOBAHUE U coenuHenne ¢opmyiinl (2A) (Hanmpumep, 1,3-mubpom-
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2,2-AMMETOKCUTIPOTIaH)  TOCTAEAOBATEIbHO  AO0ABIAIOT K  OPTaHHYECKOMY
pacTBOopUTENiO. B HEKOTOPHIX BapHWaHTaX BOILIONIEHWS OCHOBAHHME, COCTUHEHUE
dbopmynst (2A) (manmpumep, 1,3-auOpom-2,2-TMMETOKCUNIPOTIAH) U COEAUHEHHE
dbopmynst  (2B) (manmpumep, Tper-OyTwia 2-IIMAHOALIETAT) TMOCIEAOBATEIBLHO
N00aBIAIOT K OPraHM4ecKOMY pacTBOPHUTENO. B HEKOTOpBIX BapHaHTax
BOIUIOIICHUSI OCHOBaHUE, coeauHeHune Gopmyisl (2B) (Hampumep, Tper-OyTrit 2-
nuaHoarierar) W coeauHeHue dopmynsl (2A) (Hampumep, 1,3-mubGpom-2,2-
JTUMETOKCHUTIPOTIAaH)  TIOCJICIOBATEIbHO  JO0ABIAIOT K OPTraHUYECKOMY
pacTBOpUTENIO. B HEKOTOPHIX BapWaHTaX BOIUIOMICHHS COCAUHEHUE (HOPMYIIBI
(2A) (manpumep, 1,3-qubpom-2,2-mMMETOKCHTIPOTIaH), coeauHeHune hopmyiel (2B)
(HanpuMep, TpeT-OyTHII 2-1aHoaIeTaT) 1 OCHOBAaHWE OJHOBPEMEHHO J00ABJISIOT
K OPTaHAYECKOMY PACTBOPHUTEIIO.

[79] B HekoTOphiX BapuaHTax BOIUIOIICHUS MPOAYKT PEaKUHUH COCAMHEHUS
dbopmynst (2A) (manpumep, 1,3-mubpom-2,2-TUMETOKCUTIPOTIaHA) C COSAMHEHUEM
dbopmynsr (2B) (mampumep, Tper-OyTWi 2-IMAHOAIETATOM) JUCTHILTAPYETCS
niepe1 UCTIOIb30BAHUEM Ha CTaIuH (1).

[80] B HekoTOphrIX BapuaHTax BOIUIOIICHHUS CHOCOO MOJIyYEHUs COCIUHECHUS
dbopmysl (1) WU €ro CoJiM AOMOTHUTEIIBHO BKITIOYAET IMOJYUYCHHE COCIUHCHUS

dbopmysl (1A) myTem npesparmenus coeauaeHus hopmysl (1D):

MeO. oOMe

ONH, D)

B coemuHenue ¢opmynsl (1A). B HekoTOpeIX BapWaHTax BOTIUIOMICHUSA
npespaimienne coemuHeHus ¢dopmynsl (1D) B coemmnenme ¢opmynsr (1A)
MPOBOJUTCS B TOJyoJie. B HEKOTOPBHIX BapWaHTaxX BOIUIOMICHHUS TPEBPAIICHUE
coenuaenus Gopmynsl (1D) B coemunenue dopmynsl (1A) mpoBoautcs B
npucytctBun  TEA. B HekOTOpbIX BapWaHTax BOIUIOUIEHUA MPEBPALLEHUE
coenunenus dopmyasl (1D) B coemunenue dopmynsl (1A) mpoBoautcs B

npucytctBun TFAA. B HeKOTOpbIX BapuaHTAax BOIUIOLIEHUS MPEBPAICHUE
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coenuaenus ¢opmynbl (1D) B coenunenue dopmynst (1A) mpoBoawtcs npu
temneparype npudnusurensao 0 °C.

[81] B HekoTOphIX BapwaHTax BOIUIOLICHUS CIOCOO AOMOIHUTEIBHO BKIIOYAET

nojayueHue coemuHeHus Gopmynsl (1D) myrem mpeBpallieHUs COCTUHEHUS
dbopmyisr (1E):

OoOM
° (1E)

B coemuHenne ¢opmynsl  (1D). B HekoTopeIx BapmaHTax BOTIUIOIICHHS
npespaimieane coenuaenus ¢dopmyasl (1E) B coemunenme ¢opmynsr  (1D)
MPOBOJAT B METaHOJE. B HEKOTOPBIX BapWaHTaX BOILIONMICHUS TPEBPAIECHUE
coenuaennsa ¢opmynsl (1E) B coemunenue dopmynsr (1D) mpoBomar B
NPUCYTCTBUM aMMHaka. B HEKOTOpPHIX BapWaHTAaX BOIUIOMICHUS TPEBPAICHUE
coenunenua ¢opmynsl (1E) B coemunenune dopmynsl (1D) mpoBoautcs npu
temneparype npudnusurensao 40 °C.

[82] B HekoTOpBIX BapwaHTax BOIUIOLICHUS CIOCOO AOMOTHUTEIBHO BKIIOYAET

nojgyueHue coenuHeHus ¢opmyasl (1E) myrem mpeBpamieHus COCOUHCHHUS

dhopmyasr (1F):

COOH (1F)
B coemuaeHne Qopmyner  (1E). B HekoTOpbIX BapuWaHTax BOTUIOIICHHS
npespartenne coeauHenus Gopmyst (1F) B coemunenne popmynsr (1E) mpoBoasT
B MeTaHoJie. B HEKOTOPHIX BapHWaHTAaX BOTUIOIICHUS MPEBPAICHUE COSAMHCHUS
dopmynst (1F) B coemmnenme ¢opmynsl (1E) mpoBoguTcss B TPHUCYTCTBHH
Amberlyst-15. B HeKoTOpBIX BapWaHTax BOILIOMICHUS NPEBPAIMICHUE COSTUHEHUS
dopmynst (1F) B coemmnenme ¢opmynst (1E) mpoBoguTcs B TPHUCYTCTBHH

TPUMCTOKCHUMCTAHA. B HCKOTOPBIX BApHAHTAX BOINIOIICHHA JIIPCBPAIICHHC
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coenuaenus ¢dopmynsl (1F) B coenmnaenme dopmynst (1E) mposomutcs npu
TeMrneparype npuonusutensao 55 °C.
[83] B apyrom acnekte B HAcTOAIIEM TOKYMEHTE MPEIyCMOTPEHO COCAMHEHUE
dbopmys (1B):

F /\
NC \N

MeO OMe (IB))
WJIH €T0 COJIb.
[84] B napyrom acnekre B HAcTOSAIIEM JOKYMEHTE MPEAYCMOTPEH Croco0
nonyueHus coeauaeHus Qopmynsl (1B) wnm ero comm, rae cmocob saBisercs
TAKUM, KaK OMUCAHO B HACTOAIIEM JOKYMEHTE.

[85] B apyrom acnekte B HACTOAIIEM JOKYMEHTE MPEAYCMOTPEHO COCIUHEHUE
dhopmynst (1D):

MeO, oOMe

o (1D),

WJIH €70 COJIb.

[86] B napyrom acmekre B HAcTOSAIIEM JOKYMEHTE MPEAYCMOTPEH Crocob
nonyueHus coeamHeHus Gopmyiasl (1D) mmu ero comu, rae cnoco0 sBISETCS
TaKUM, KaK OMTUCAaHO B HACTOAIIEM JOKYMEHTE.

CxeMBbI CHHTE3A

[87] Omnpenenennbie MpeaycCMOTPEHHBIE B JAHHOM JOKYMEHTE CIIOCOOBI OTIMCAHBI
CO CCBUIKOM Ha WUIIOCTPATHUBHBIC CXEMbl CHHTE3a, ITOKa3aHHbIE HWXKE, H
KOHKPETHBIE TPUMEPHI, KOTOPhIE CIeAYIOT Hue. OmnpeleNieHHbIE peakiuu Hu
MpEBpAIlCHUs], OMHUCAHHBIE B JAHHOM JOKYMEHTE, MOTYT OBITh MPOBEACHBI C
HCTIOJIb30BAHUEM CITOCOOOB, M3BECTHHIX B JAaHHOM 001acT TexHuku. Hampumep, B

natente CHIA Ne 8962632, WO 2011/133920, WO 2011/133888 u WO

2011/133882 onmcanbl crmocoObl U peareHThl, KOTOPhIE MOXKHO HUCIIONH30BATh IS
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CHUHTE3a OINPEACIICHHBIX COCAWHECHUM, ONHWCAHHBIX B JAaHHOM JOKYMEHTE.
OnbITHRIE CHNECHUAIMCTBI MOMUMYT, UTO I MOJIYUCHUS PA3JIMUHBIX COCIUHECHHM,
MPEACTABIICHHBIX B JAHHOM JOKYMEHTE, WCXOJHBICE MATepHAIbl MOTYT OBITh
NOAXOASIIMM 00pa3oM BBIOPAaHBI TaK, YTO KOHEUHBIE >KEIATEJIbHBIEC 3aMECTUTENH
OyAyT NEPEHOCUTHCS MO CXEME PEAKIUU C 3alUTOHN WK 0€3 Hee B 3aBUCUMOCTH OT
CUTyaIluu, YTOOBI TIOJNYUYHUTh >KEJaeMblid TPOAYKT. AJBTEPHATUBHO, MOXKET OBIThH
HEOOXOMMO WJIM KEJNATeJbHO MCIOJIb30BaTh BMECTO KOHEUHOIO JKEJIaeMOro
3aMECTUTENA TMOAXOAAIIYK) TPYINNy, KOTOPYKD MOXKHO TEPEHOCUTh IO CXEME
PEaKIMU U 3aMEHSATDH, €CIIM HEOOXOAUMO, KeJTaeMbIM 3aMmecTtutesieM. Kpome Toro,
CHELUUAJIMCT B JAHHOW 00JIAaCTH TEXHHWKW MOUMET, UTO 3alUTHBIE TPYMNIbl MOTYT
OBITh WCTIOJIE30BAHBI JUIS 3AIUTHl  OMPEACICHHBIX (DYHKITHOHABHBIX TPYIIIT
(aMuHO-, KapOOKCH- Wi OOKOBBIX TIETICH) OT YCIIOBHM PEAKIMH W YTO TaKHe
IPYIIbl YAAUISIOTCS B CTAHJAPTHBIX YCIOBUAX, KOTAA 3TO HEOOXO0IUMO.

[88] Tam, rae xenarenbHO MOJYYUTh KOHKPETHBINM SHAHTHOMED COCIUHEHHUS, ITO
MOYKHO OCYIIECTBUTh M3 COOTBETCTBYIOLIEH CMECH 3HAHTHOMEPOB, HCMOJIb3Ys
MO0y MOAXOAANIYI0 OOBIYHYIO TPOUEAYPY ISl OTACICHUS WIH Pa3ACiICHUs
SHAHTHOMEPOB. Tak, HampUMEp, AUACTEPEOMEPHBIE MPOU3BOAHBIE MOTYT OBIThH
MOJIy4YEeHbl  PEaKUMeW CMECHM HSHAHTUOMEPOB, HAIPUMEpP, paueMara u
COOTBETCTBYIOILIETO XUPAJILHOTO COCAMHEHUA. 3aT€M AUACTEPEOMEPHI MOTYT OBITh
OTJACNICHBI JIIOOBIM YAOOHBIM CMOCOOOM, HAMpPUMEP KPUCTALTU3AIUENH, U MOXKET
ObITh TIOJIyUYEH JKeJlaeMblii SHaHTHOMEp. B npyrom crocoOe BblJieaeHUs paremar
MOXXET OBITh OTACNICH C WCIOJb30BAHAEM XHPAITBHOW BBICOKOA(P(HEKTHBHOM
KHUAKOCTHOW XpomaTtorpaduu. AJbTEPHATHBHO, €CIIH YKEJIATECIbHO, KOHKPETHBIH
SHAHTUOMEP MOXKET ObITh MOJYUYEH C MCIOJIb30BAHUEM MOIAXOAIETO XUPATHHOTO
MPOMENKYTOUHOTO COEJIMHECHHS B OJJTHOM M3 OMUCAHHBIX CIOCOOOB.

[89] Xpomarorpadwusi, nepeKprucTAUIM3ANKA U IPyrue OOIMEIPHUHSITHIC CTIOCOOH
pa3eyiCHHUs TAK)K€ MOTYT ObITh MCIOJIb30BAHBI C MPOMEKYTOUHBIMHU MPOAYKTaMHU
WJIM KOHEYHBIMU MPOAYKTAMH, KOT/A KEJIATEIbHO NMOJIYYUTh KOHKPETHBIN H30MEP

COCAMHEHUA WIIA UHBIM 00pa30M OUUCTUTh MPOAYKT PEAKLIAH.



37

[90] OObsicHeHUs COKpalleHWH, HCMOJMb3yeMbIX B JAHHOM JIOKYMEHTE,
MIPUBEICHBI B CIIEAYIOLIEH Ta0IuIe.
Cokpamenusi
Cokpamenue | 3HaueHue
DIPEA N,N-munzonponui-N-3TAIaMUH
JIM®DA N,N-mumeTrindopMamMu
tBuOK TPET-OyTOKCHU Kalns
JIMU 1,3-muMeTHII-2-UMHU 130T IUHOH
NaHMDS OuC(TPUMETHIICHITII ) aMU ] HATPHUS
HC(OMe), TpUMETHIOPTOGOPMHUAT
MeOH METAHOJ
Me METHUJI
Et;N TPUITUIAMUH
NMP N-meTmInmuppoanaoH
Boc,O JA-TpeT-OyTUIAMKapOoHaT
DMAP 4-nmuMeTHIIaAMUHOTUPHUIUH
TT'd terparuapodypan
TOK TPUDTOPYKCYyCHAsT KMCITOTa
Ac,O YKCYCHBIW aHTUIPHT
NaOMe METOKCH/] HATpUs
JIMCO JIUMETHIICYIb(POKCH T
Tos-Cl 4-1OITy0JICYIH(POHMITX TOPH/T
DAST TpUTOPUT AUITHIIAMHAHOCEPHI
K.T. KOMHATHasA TeMreparypa
Hac. HACBILLECHHBIN
EtOAc 3TUJI alleTatr
MTBE METHJI TPET-0yTHIIOBBIN >(pup
TFAA TPUDTOPYKCYCHBIN aHTUIPU
TEA TPUITAHOJIAMUH




38

Cokpamenue | 3HaueHue
PE METPOJIEHHBIN d(pup
JAXM JUAXIJIOPMETAH
Cxema 1
[91] Cxema 1 mmmoctpupyeT cxemy cuHTe3a coeauHeHust popmyist (1C).
o :Bs‘(’)?g’m‘m MeO_ OMe .
MeO_ OMe X
Br Brt NC\)I\OJ< 2? | P
N~ ~cl
CN
MeO_ OMe (o)
NaHMDS, ToJTy o1 HC‘;)L H,O
_zooc 50°C
NC )—N
/R NC J N\
— F
Cxema 2
[92] Cxema 2 wumIOCTpUPYET AIbTEPHATUBHYKO CXEMY CHHTE3a COCIUHCHHS
dhopmyst (1C).
o]
HC(OMe)s Meo, OMe NHs(9) MeO_ OMe
Amberlyst-15
MeOH
HO X0 io MeOH
65°C MeO” SO KT H,N” 0
MeO_ OMe
EtFﬁA MeO_ OMe ¢ NaHMDS,Toryon
TONyOn NZ e NC Y N\
25°C CN e
o]
HCl, H,0
50°C
NC )—N
F / \

Cxema 3
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[93] Cxewma 3 wumocTpupyet cxemy npespartenus coenuaenns hopmynsl (1C) B

coenunenue popmysi (11).

/\N,SF3 E
O NaBH,/MeOH OH P,
JAXM DAST
—_— ’,’
NG N NC N 1) TpaHC UHC COOTHOIICHUE NC } N\
F— 0y ) 8 F@

2) CeNEeKTUBH.KPHCT.

H,
Ni Penes
NH3

Cxema 4
[94] Cxewma 4 wumocTpupyeT cxemy npeBpainieHus coequaeHus ¢popmyisl (11) B

coenunaenue popmyis (1).

1) DIPEA, NMP P
N N
- =N 2) Boc,0, DMAP, TT'® \@\ ZE
- Br \ />—F N N :

N - N Boc
\_/

N
W
NC _
Cul, docdar kams QF

tpaHc-N,N’-TUMeTHUIILUKIIOTeKCaH- 1,2-1naMuH N -, :,

1)Kapbonar kanus, H,0, A
=N
—
N{ Nm
2) TOK HN \n);> \ ,\f>_ F
0]
IIpumepst

IIpumep . Cunmes 3,3-Oumemorcuyuxiobyman- 1 -kapbonumpuia
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tBuOK, IMH MeO_ OMe

O 0,
MeO_ OMe 150°C
Br Br ¥ NC\)J\OJ<

CN

[95] B xonOy mobasnsum N-metmmmupponuaos (30 mur), Tper-OyTHiimanoanerar
(8,08 1) mpu komHaTHOM Temmeparype. K mojgyueHHOMY pacTBOpPY H0OaBIISIIH
TpeT-OyTokcua kanwms (7,71 1), 1,3-qubpom-2,2-mumetokcunponas (5,00 r) mpu 0 °
C. B napyrywo konOy nobaBmsamu womun kamus (158 wr), 2.6-au-tper-OyTun-p-
kpe3on (42 mr), N-MeTunmuppoauaoH (25 MIT) Tpy KOMHATHOW TeMreparype |
3aTeM TMOJIyYeHHbIH pacTBOop HarpeBaii g0 165 °C. K »stomy pactBopy
MPEABAPUTEIBLHO TPUTOTOBJICHHYIO CMECh 100aBiaiu no kamisam npu 140~165 °C,
3aTeM mnepeMenmBain B TeueHue 2 yacos npu 165 °C. K peakimonHo#t cMmecu
noGasysmu Boxy (65 mur). [lomyuennsrit pacTBop skcTparupoBaan Toyosiom (40
MJI, TPY pasa) U 3aTeM O0O0BEIMHEHHbBINH OPraHWYECKUAN CITOH IpOMbIBaIu Boaow (20
w1, Tpu pasza) u | H. BogasiM NaOH (20 mu). [lonydeHHbI opranndeckuii croi
KOHLICHTpUpPOBAJIK nipu Temneparype Huwxe 50 °C mpu MOHMKEHHOM [aBJICHUH,
nostydast 3,3-auMeTOKCUITMKITIO0yTaH- 1 -kapOoHuTpun (Beixon 66%, ananusz ['X) B
BHe pactopa Toiyona. 'H SIMP (CDCls, 400 MI'n) 6 3,17 (s, 3H), 3,15 (s, 3H),
2,93-2.84 (m, 1H), 2,63-2.57 (m, 2H), 2,52-2,45 (m, 2H).

Ipumep 2 Cunmes memui 3,3-0Oumemoxcuyuxiooyman- [ -kapookcuiama

% MeO_ OMe
HO™ O Meoﬁo
[96] Peaktop BakyymupoBanu g0 0,02 MIla u meHee, a 3aTeM TPUKIbl BBOAWIH
a3zoT B atmocdepy. MeOH (339,00 xr), 3-okconukino0yTaHKapOOHOBYIO KHCIIOTY
(85,19 xr, 746,6 monb, 1,0 3kxB.), noHOOOMeHHYIO cMory Amberlyst-15 (8,90 «r,

10% wmac./mac.) u tpumerokcumeran (196,00 xr, 18473 wmomb, 2,5 5KkB.)

3arpy>kajid B pe€akTop, a MOJyUYeHHYIO cMech HarpeBayu 10 55+5°C u moasepraiu
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B3aUMOJICHCTBUIO B TeueHWe O dacoB, MoJiydas pacTBOop MeTwi 3,3-
JUMETOKCHUITMKII00yTaH- 1 -kapObokcunara B MeOH. '"H amp (CDCls, 400 MI'my) 0
3,70 (s, 3H), 3,17 (s, 3H), 3,15 (s, 3H), 2,94-2,85 (m, 1H), 2,47-2,36 (m, 4H).

Ipumep 3 Cunmes 3,3-0umemorxcuyuxiooymanu- I -kapboxcamuoa

MeO_ OMe MeO_, OMe

L2

MeO™ O
[97] PactBop wMmetun 3,3-muMerokcuiukioOyTan-1-kapookcunata B MeOH,
MOJIyYEHHbIN, Kak onucaHo B [Ipumepe 2, oxyaxkaanu 10 TemnepaTtypbl Huxke 25°C
u teatpudyruposam. Ocamok Ha (uabetpe mpombiBain MeOH (7,00 xr) m
(¢uabTpaT 3akauuBajd B peakTop. PacTBOp KOHIEHTPUPOBAIM B BaKyyMe TIpH
temneparype Hwke 55 °C mo Tex mop, MoKa CUCTeMa He HMMeNna He OoJiee 2
oowemoB. MeOH (139,40 kr) 3arpy>xajii B peakTop U pacTBOP KOHIICHTPHUPOBAJIH B
BaKyyMe npu Temneparype Hmwke 55 °C 10 Tex mop, moka CUCTEMA HE UMeEJIa He
bonee 2 oO6memoB. MeOH (130,00 kr) sarpyxanum B PEAKTOp U PacTBOP
KOHILICHTPUPOBAJIM B BaKyyme npu Temmeparype Hwke 55 °C g0 Tex mop, moka
cucteMa He uMMena He Oonee 2 00bemoB. [loOBMHY MOJydeHHOTO pacTBOpa
pasbassiin MeOH (435,00 xr) u oxnaxnanu a0 temrepatypbl Hike 30 °C. 'a3
NH; (133,80 kr) BBOAMIM B peakTop npHu Temmneparype Huwxke 35 °C B Teuenue 24
yacoB. Cmech nepememmBanu npu 40 + 5°C B teuenne 72 yacoB. [lomydeHHBbIN
pPacTBOP KOHIIEHTPUPOBAIM B Bakyyme npu Temmneparype Huxe 50 °C no tex mop,
noka cuctema He umena He 6onee 2 oOvemoB. MTBE (181,00 xr) 3arpyxanu B
peakrop. [lomydeHHbIli pacTBOP KOHIICHTPUPOBAIM B BAaKyyMe TPU TEMIEPAType
amxe 50 °C mo Tex mop, moka cucrema He umena He 6omee 2 oosemos. PE (318,00
Kr) 3arpykaqu B peaktop. [lomyuennyro cmech oxmaxaamu g0 S515°C,
nepememmBaniy B TeueHue 4 gacos mpu 5+5°C u nentpudyruposanm. Ocagok Ha
¢unbTpe mpombiBanii PE (42,00 kr) u BIaXkHbIM 0CagoK HA PUIBTPE MOMENIAIN B

BakyymMHy10 mieub. Ocanok Ha pumpTpe cynnmm npu 30 + 5 © C B TeueHue 1o
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MeHbIIIeH Mepe 8 dacoB, mosyuas 3,3-IUMETOKCUUMKIOOyTaH-1-kapOokcamMua B
BUJIC HE coBceM Oenmoro Teepaoro Bemectsa (112,63 kr, Beixon 94,7%). 'H amp
(CDCl;, 400 MI'r) 0 5,76 (bs, 1H), 5,64 (bs, 1H), 3,18 (s, 3H), 3,17 (s, 3H), 2,84—
2,76 (m, 1H), 2,45-2,38 (m, 4H).

Ipumep 4 Cunmes 3,3-oumemoxkcuyuxiooymau- 1 -xapoonumpuia

MeO, OMe

§§ MeO_ OMe
HN" Y0 CN

[98] Peakrop Bakyymuposanu g0 0,02 MIla u meHee, a 3aTeM TPUK/Ibl BBOAWIH
azor B armocdhepy. Tomyon (500,00 «xr), 3,3-muMeroxkcunmkioOyTaH-1-
kapOokcamup (112,54 kr, 706,9 mons, 1,0 5xB.) m TEA (158,00 xr, 1561,3 Mo,
2,20 5KB.) 3arpyajidi B PEakTOp W MOJIYUYEHHYIO cMech oxyaxaanmu mo 0+ 5°C.
TFAA (164,00 xr, 781 monsb, 1,10 skB.) mobapmsanu mo kamism mpu 0 = 5 °C.
[Tonyuennyto cmech nepememmBain B Tedenue 10 gacoB mpu 20 = 5 °C u
oxnaxnamu a0 temneparypsl Hike 5+5°C. H,O (110,00 xr) 3arpyxanu B peakTop
npu temneparype Huxke 15 °C. [lonydenHyro cmech nepememmBaiv B TeueHue 30
MUHYT W BOAHYIO ¢aszy otaensui. Bomuyio ¢asy ABaxabl 3KCTpardupoBasiud
tosryosiom (190,00 kr). Opranuueckue (a3pl OOBSAWHSIIM W TMPOMBIBAIA BOJIOM
(111,00 xr). H,O ynmansmm a3eoTporoM A0 TeX Mop, MoKa CoAepKaHUue BOJBI OBLIO
He 6onee 0,03%. [TonmyueHHbId pacTBOp oXJIaxkaaau a0 Temnepatypbl Huxe 20°C,
noJrydasi pacTBop 3,3-aMMETOKCUITUKITOOyTaH- 1 -kapOoHuTpHia B Toiryoste (492,00
KT ¢ conepykanrem 1o ananusy 17,83%, Berxon 87,9%).

Ilpumep 5 Cunmes [-(3-¢pmopnupuoun-2-un) -3,3-oumemoxcuyuxiodymau-1-

KapooHumpuida

MeO_ OMe

S QL —
+ NC N
N” el F—
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[99] Peaktop Bakyymuposanu g0 0,02 MIla u meHee, a 3aTeM TPUKIbl BBOAWIH
azor B armocdepy. PactBop 3,3-mumMerokcunukioOyTaH-1-kapOOHUTpHIIA B
TOJIyOJIe, TIPUTOTOBJICHHBIN, KaKk omucaHo B npumepe 4 (246,00 xr 17,8% -Horo
pacTBopa 3,3-IMMETOKCUITNKIIO0yTaH- | -kapOoHuTpUia B Toiyode, 1,05 skB.) u 2-
xyop-3-gropmupuaun (39,17 xr, 297,9 monb, 1,00 5kB.) 3arpyxaim B peakTop.
Peakrop Bakyymuposanu g0 0,02 Mlla u meHee, a 3aTeM TPUXK/Ibl BBOJAWINA a30T B
atmocdepy. Cmech MemIeHHO oxyaxaamm a0 muayc 20 + 5°C. NaHDMS (2M B
TI'®d) (165,71 xr, 1,20 »kB.) mobGapmsinmu 1o kKamiasm npu muHyc 20+£5°C.
[Tonyuennyto cMmech nepemeruBaiu npu Munyc 15+5°C B Teuenne 1 yaca. Cmech
IMepeMEIIMBAI 10 TEX IIOp, MOKa coAepkaHue 2-Xjop-3-hropnupuanHa
cocraisuio He Oonee 2% mo ganHbiM BOXX. Miarkyio Bomy (16,00 xr)
N00aBJISUIM IO KaruisaMm npu Temneparype Huke 0°C, moanepkuBas TeMOeparypy
peakropa. [lomyueHnsiii pacTBop nepeHocwid B apyroi peakrop. Bomgn. NH,CI
(10% wac./mac., 88,60 xr) mobamnsnm mo karmiaM npu Temneparype Hrmke 0°C,
NoJJIEpKUBasi TeMreparypy peakropa. Msrkyio soay (112,00 kr) 3arpyxanu B
peaxkTop, a BOAHYIO a3y oTaenanu u cobupanu. Boanyro ¢dasy skcrparuposaiu
stunanerarom (70,00 kr) u opranuueckyro ¢azy cobupanu. Opranudeckyio aszy
npomsiBasii Hac. NaCl (106,00 kr) u coOupanu. Beieykasanapie ctaauu ObUTH
MOBTOPEHBI IS TOJYYCHHS APYTOW mapTuu opraHudeckod ¢asel. [IBe mapTum
OpraHuYecKoi hasbl KOHIIEHTPUPOBAIN B BaKyyMe mpu Temiieparype Huxke 70°C
JI0 T€X TOop, MOKa cucTeMa He umena He Oojiee 2 o0beMoB. [lonyueHHbIH pacTBOP
oxJaxnanu a0 Temneparypsl Hibke 30°C, monydas pactsop 1-(3-droprnupuann-2-
W )-3,3-TMMETOKCUTTUKITOOy TaH- | -kapOOHUTpHIIA. '"H amMmp (CDCl;, 400 MI'mr) o
8,42-8,38 (m, 1H), 7,50-7,45 (m, 1H), 7,38-7,33 (m, 1H), 3,28 (s, 3 H), 3,13 (s,
3H), 3,09-3,05 (m, 4H).

Ipumep 6. Cunmes 1-(3-pmopnupuoun-2-un)-3-okcoyukiooymankapooHumpuia
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MeO_ OMe 0

NC )N NC >N
F—¢ F—

[100] Peaktop Bakyymuposanu no 0,02 Mlla u MeHee, a 3aTeM TPUXKIbl BBOIUIIH
azoT B armochepy. Boay (603,00 kr) noGaBiasuii B peakTop W IMEPEMEITHBAIIH.
Konnenrpuposannyto HCl (157,30 xr) 3arpykajiu B peakTop NMpH TeMIEpaType
amwxke 35°C. PactBop 1-(3-droprmpuanH-2-un) -3,3-TUMETOKCHIMKIOOyTaH-1-
KapOOHHWTpHWIIA, TPHWTOTOBJICHHBIH, Kak omucaHo B mpumepe S5 (206,00 xr),
3arpy’kajid B peakTop, M MOJy4eHHYIO cMech HarpeBanu a0 S0+£5°C u nmpoBoaunu
peakiuio B TeueHue 3 vacos npu 50+5°C. CMech moABeprajid peakiuu 10 TeX
nop, moka coxaepxkanue 1-(3-propnupuann-2-w)-3,3-TMMETOKCUITMKIO0yTaH- 1 -
kapOoHuTpuna Obuio He Oonee 2,0%, kak wu3MepeHo ¢ nomoinbio BIXKX.
PeakunoHHyt0 cMech oxJiaxkaanu a0 Temreparypsl Huxke 30°C U s3KkcTparupoBaliv
stwmaneratom (771,00 xr). Bomnyio ¢a3sy cobupamu # SKCTparupoBajd
stunanerarom (770,00 kxr). Opraanueckue ¢dazpl 0ObSTUHAIN U OOBEAMHEHHYIO
opranuueckyto ¢dasy mnpombeiBam MArkod Bomoir (290,00 kr) m coneBbIM
pactBopoM (385,30 kr). Oprannueckyio a3y KOHLUEHTPUPOBAJIM B BaKyyMe IMpHU
temneparype Huxe 60°C g0 Tex mop, Mmoka cucTtemMa He umesna He Oonee 2
oowemoB. [Iponan-2-om (218,00 kr) 3arpykamu B peakrop. Opraamueckyio dazy
KOHIICHTPUPOBAJIA B BakyyMme mpu Temmeparype Huxe 60°C mo tex mop, moka
cuctema mmena He 6onee 1 oovema. PE (191,00 xr) 3arpyxanu B peaktop mpu 40
+ 5°C, a monydeHHyt0 cmech HarpeBaniu Ao 60+5°C u nepemenvBaiu B TeueHue |
yaca nipu 60+£5°C. 3arem cMech MEUIEHHO oxJaxaanu A0 5+5°C u nepemMemnmBanu
B TeueHne 5 yacoB mpu S+£5°C. CMech NeHTpUYTrUpoBan U 0CaI0K Ha QUIBTPE
npombiBasii PE (48,00 xr) m cobupanu BiakHbli ocafaok Ha QuiubTpe. B 3TOM
nopsanke B Oapaban 3arpyskanu Boay (80,00 kr), konnentpuposannyio HCI (2,20
Kr), iporan-2-0j (65,00 xr) u Bnaxxueiii ocaaok Ha ¢uibTpe. [lonyueHnyo cMmech
nepememmBaniu B Teuenne 10 munyt npu 20+5°C. Cmech neHTpudyrupoBaim u

ocaZioKk Ha (pUIbTpe MPOMBIBAIN cMechio, coaepxareit 18,00 xr mpomaH-2-oa,
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22,50 kr markoii Boasl u 0,60 kr konmentpupoanHoi HCl. Ocanok Ha ¢dumbTpe
MOMEIAIN B BaKyyMHYIO nieub U cyuin npu 30+£5°C B TeueHHe MO MEHbIIEH
mepe 10 uacoB. Ocamox Ha ¢uiabTpe CYMIHJIM A0 TE€X IOp, MOKa Macca He
U3MeHsIach, monmyuas 1-(3-gropmupuann-2-mi)-3-0KCOUKI00yTaHKapOOHUTPHIT
B BUJIEC HE coBceM Oenoro tBepaoro Bemiectsa (77,15 kr, Beixon 68,0%). 'H aMP
(CDCls, 400 MI'my) o0 8,45-8,42 (m, 1H), 7,60-7,54 (m, 1H), 7,47-7,41 (m, 1H),
4,18-4,09 (m, 2H), 4,02-3,94 (m, 2H).

Ipumep 7. Cunmes 1-(3-¢pmopnupuoun-2-un)-3-

2UOPOK CUYUKTIOOYMAHKAPOOHUMPULA

NC N NC N
F / \ F / \

[101] K pactBopy 1-(3-propnupuann-2-mni)-3-okconukioOyTankapOOHUTPHUIIA
(231 1, 1,22 monsb) B ecmecu JAXM (2 1) u MeOH (200 mun) nopuusamu 1oOaBisim
NaBH, npu munyc 78°C. PeakimonHnyto cMech nepemermpaii npu munyc 78°C B
TedeHue | yaca M racHiid cMechio MeTaHoja u Boabl (1:1). Opranuueckwii ciow
npoMbiBa Bogou (500 mux3), cymmiau Hagy Na,SOy M KOHIICHTPUPHUPOBAIIH.
Ocratok oummanu ©Ha cumkarene (50% FEtOAc/rekcanbl) ¢ TOJyYeHHEM
YKa3aHHOTO B 3aroJIOBKE COCIWHEHWs B BHUAC sHTapHOTrO Macia (185,8 r, 77,5%).

Macc-cnekrpometpus Huskoro paspemenus (MCHP) (M+H) macca/3apsn 193.2.

Ipumep 8. Cunmes (1s, 3s)-3-¢pmop-1-(3-¢pmopnupuoun-2-un)yuxniodbyman-1-

KapboHumpuia
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[102] K pacTBopy 1-(3-proprmpuauH-2-1)-3-
ruapokcuimkiiooyrankapoorutpmia (185 r, 0,96 mons) B IXM (1 1) mopuusimu
no6asysit DAST nipu 0-10°C. Tlo 3aBepiieHuun 100aBaeHUS PEAKIIMOHHYIO CMECh
KHATISTHIA ¢ OOPAaTHBIM XOJIOTHUIFHUKOM B TeueHHe 6 4acoB. PeaknmmonHyo cMech
OXJIAKJIAJIM 10 KOMHATHOM TemIiepaTyphbl W BblauBaiau B Hac. pactop NaHCOs;.
CMech pa3fensii U OpraHuYeCKuil ¢lloi MpoMbIBAJIA BOJON, Ccymuin Haa Na,SOy
u koHneHtpupoBamm. Ocrtatok oummanun Ha cummkarene (100% JIXM) c¢
MOJTYYCHUEM YKA3aHHOTO B 3aroJIOBKE COCAMHEHHWS B BHJC KOPUYHEBOTO Macia
(116 t) B Tpanc-muc-cmecu 8:1. Brimeykazannoe kopuunesoe macio (107 r)
pactBopsii B Tosyosie (110 mm) wm rexcame (330 mur) mpu 70°C. PactBOp
oxnaxagamn a0 0°C u nepememmBaiim npu 0°C B TeyeHue Houum. Ocanok
OT(UILTPOBBIBAIM U MPOMBIBAIA TEKCAHOM, YTOOBI MOJYUYHUTHh TPAHC-U30MEP B
Buze Oenoro TBepaoro semectsa (87,3 ). MCHP (M+H) macca/zapsig 195,1.

IIpumep 9. Cunmes ((1r,3r)-3-¢pmop-1-(3-pmopnupuoun-2-un)

YUKII0OYmMui)MemanamuHa.

[103] Cmech (1s,3s)-3-dpTop-1-(3-propnupuann-2-m) nuKio0yTaH-1-
kap6onutpuna (71 r, 0,37 monb) u Hukens Penes (~7 r) B 7N amMuake B MeTaHOJE
(700 mu) 3arpyxanu ¢ BogopoaoM (60 ¢gyHTOB HA KB.mIOWM) B TeUCHHE 2 HAHEH.

Peakimonnyto cmech GUIbTPOBAIN Yepe3 CIOH IEIUTA U IPOMBIBAJIM METAHOJIOM.
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®ubTpaT KOHIICHTPUPOBAIN B BHICOKOM BAaKyyMe C TMOJIyYeHHEM YKa3aHHOTO B
3aroJIoOBKE COCIWHEHUsA B BUIE CBeTjo-3eneHoro macna (70 r, 97,6%). MCHP
(M+H) macca/zapsana 199,2.

IIpumep 10. Cunmes mpem-6ymun-3-6pomnupumuoun-2-uia ((mpawnc-3-¢pmop-1-

(3-gpmopnupudun-2-un)yuxnobymun) memun) kapoamama
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[104] Cmech ((1r,3r)-3-¢pmop-1-(3-pmopnupuoun-2-
un)yuknooymun)memanamuna (37,6 v, 190 mmons), 5-6pom-2-dpropnupumMuarHa
(32,0 r, 181 mmomns), DIPEA (71 mn, 407 mmoinis) 1 NMP (200 mut) nepemenuBanu
NpU KOMHATHOW TeMIepaType B TEUCHHME HOYM. 3aTE€M PEAKIHUOHHYIO CMECh
pazbasmsim EtOAc (1500 mit) u mpoMbIBaIl HACKIIIEHHBIM OMKapOOHATOM HATPHSA
(500 wmu). Opradmueckwii cinodt  otaensiam, cymwin  Haa Na,SO, w
KoHLIeHTpupoBau. [lomydyenHoe TBepaoe BemecTBo pacteopsin B TT'® (600 mu) ¢
MOCJICAYIOIMM MeUTeHHBIM nobaBiennem DMAP (14 r, 90 mmons) m Boc,O
(117,3 1, 542 mmomnp). Peakimonnyto cmech HarpeBanu 10 60°C u nepeMemuBaim
B TEUYCHHWE 3 YacOB. 3aT€M PEAKIMOHHYIO CMECh KOHIICHTPHUPOBAJIM M OUYMINAIH
xpomarorpadueii Ha cunmukarene (EtOAc/rekcan), momydas 59,7 r tpeT-OyTun 5-
opommupumuauH-2-wi((Tpanc-3-drop-1-(3-dropnupuann-2-

W)U KIT00y THIT ) MeThI )KapOamaTa B BUAE O€JI0r0 TBEPIOTO BEIIECTRA.

Ilpumep 11. Cunmez mpem-6ymun 5-(3-yuano-1H-nuppon-I-un)nupumuoun-2-
wn(((mpauc)-3-pmop- 1-(3-pmopnupuoun-2-un) yukrodymui) memui) kapoamama
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[105] K pactBopy TpeT-OyTmin-5-Opommupumuana-2-wi((tpanc-3-gprop-1- (3-
dbroprmpuauH-2-1)uKI00y THI )MeTr) kapbamara (1,0 r, 2.8 mmoinb) B 15 mn
TOJTyoJia (JIera3upoBaHHbIN a30ToM) Aobassu Hoaua meau (100 mr, 0,6 mmors),
docdar kamua (1,31 1, 6,2 mmoub), Tpanc-N,N'-muMeTHITITUKITOTeKCaH- 1 ,2- TnaMuH
(320 wmr, 2,2 mmone) 1 3-rmanonuppot (310 mr, 3,6 MMoh). PeakimmoHHyI0 CMeCh
Harpesaiau 10 100°C 1 nepemMenmBaivi B TEYEHUE 2 YACOB. 3aTE€M PEAKIIMOHHYIO
CMECh KOHIICHTPHUPOBAJIM W OYHMIIAA XpoMarorpadmeid Ha CHIHKarene
(EtOAc/rekcansr), momyuas 1,1 Tt Tper-Oytun 5-(3-nmano-1H-muppon-1-
win)mmapumu -2 -ui(((Tpanc)-3-drop-1-(3-dropnmpuana-2-

W) IIAKITO0Y THIT)METHIT )KapOaMat B BUIE MPO3PAYHOTO Maca.

IIpumep 12. Cunmes 1-(2-((((mpanc)-3-¢pmop- 1 -(3-¢pmopnupuoun-2-

WL YurI00ymuL) Memus) amuno) nupumuoun-3-ui)- | H-nuppon-3-kapookcamuoa

[106] K pactBopy Tper-Oytun  5-(3-mmano- 1 H-muppo:-1-wn)mupumugus-2-
un(((Tpanc)-3-¢rop-1-(3-propmupuana-2-wn)mknoOoyTrn)meTn)kapdamara (1,1
r, 3,1 mmounp) B JIMCO (10 mn) nobGasnsm kap6onar kamus (1,3 r, 9,3 mmons).
Cumechr oxnmaxkgam 10 0°C m MemneHHO M00aBIIsIIA TIEPEKUCh Bogopoaa (3 mi).
PeakiioHHYI0 CMeCh HarpeBaiiu 10 KOMHATHOW TeMIIEpaTypbl U TIEPEMEIINBAIIA B
teuenne 90 munHyT. Peakumonnyto cmech pazbasisuin EtOAc (75 M) u Tpuxabl
IPOMBIBAJIU COJIEBBIM pacTBOpoM (50 mut). OpraHuueckuid o 3aTeM CYIINIIA HaA

Na,SO,4, unbTpoBann M KOHIEHTPUPOBAIHM, TOJydass HEOUUIIEHHOE TBEPA0E
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BEIIECTBO, KOTOpoe ouummaau xpomarorpadueit wHa cuiukarene (10%
MeOH/CH,Cl,), nmonyuas 1,07 r 6e10ro TBEpAOro COCAMHEHHUA. DTO COCIMHEHUE
pactBopsiii B 25% TFA/CH,Cl, u mepememmBanu B TeueHue | uvaca. 3arem
PEAKIMOHHYIO CMECh KOHIICHTPHUPOBAJIM, PAcTBOPSUIM B sTwianerare (75 mi) u
TPYKIbI TIPOMBIBAIIM HACBIIEHHBIM PAcTBOPOM KapOoHara kaima. OpraHudecKkuit
cioi 3atem cymmn Haa Na,SO,, GuiIbTpoBaIM W KOHICHTPUPOBAIH, IOJydas
HEOUWINEHHOE TBEPJOE BEIIECTBO, KOTOPOE pacTUpaim Cco cMechio  75%
ATHIIANETaT/TeKCaHoB. [lonydeHHy0 CycreH3uto oOpabdaTeiBaM YIbTPA3BYKOM H
dusTpoBamu, momydas 500 mr  1-(2-(((((tpanc)-3-¢rop-1-(3-dropmupuann-2-
WJT) M KIT00Y THJT)METHJT ) AMUHO )TUPUMUANH-S-1n )- | H-iuppon-3-kapOokcamua B
Buje 6emoro TBepaoro Bemecrsa. MCHP (M+H=385).

[107] XoTs BbIIENPUBEICHHOEC MUCBMEHHOE OMUCAHUE CHOCOOOB, COSUHEHUN U
KOMITO3UIINHA, TIPEICTABICHHBIX B JAHHOM JOKYMEHTE, MO3BOJISET CIEIUATUCTY B
JAHHOM O0O0JIaCTH TEXHWUKH CO37aBaTh W HWCIIOJIb30BATh CMOCOOBI, COSAUHEHUS H
KOMITO3UIIMH, OTIMCAHHBIE B TAHHOM JOKYMEHTE, CICIUAIMCTH B TAHHON 00JIacTH
TEXHUKA TOMMYT M OIEHAT BO3MOXXHOCTb HAJIMYMs BAPUAHTOB, KOMOWHAIMHA 1
SKBUBAJICHTOB KOHKPETHOTO BAPHUAHTA BOILIOIICHHMS, ClIOc00a, CXEM U TTPUMEPOB B
JaHHOM J0oKyMeHTe. CrnocoObl, COeAMHEHHUS M KOMITO3UIIUU, MPEACTABICHHBIC B
HACTOSIIIIEM JOKYMEHTE, HE JIOJDKHbI OrPAaHWYMBATHCS OINMCAHHBIMU  BBIIIE
BapHaHTaMHW BOIUTONICHHSI, CIIOCO0aMH, CXEMaMH I TIPUMEPaMH, a CKOpee OHHU
OXBaTBHIBAIOT BCE BApHWAHTHl BOIUIOMICHHS W CMOCOOBI B TMpeaenax oObeMa H
CYIIIHOCTH CMOCOOOB, COCAMHEHUN W KOMITO3UIMH, MPEACTABICHHBIX B JAaHHOM
JOKYMEHTE.

[108] Kaxxnas cchuika, packpbiTas B JAHHOM JIOKYMEHTE, BKJIOUECHA MOCPEACTBOM

CCBLJIKA BO BCEU CBOEH TMOJTHOTE.
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POPMVYJIA U3OBPETEHUSA

1. Cnoco6 MOJYUYCHHS COEANHEHUA dhopmysl (1):

H2N\“/Z>N4<\i:/>_ Nm':
o

WJIN €T0 COJIM, BKJIFOUAOIIMNHN

Y

(1,

(1) B3aumoaeicTeue coenquaenns popmyisr (1A):

CN

MeO OMe (] A)

¢ 2-xyiop-3-proprnupuarHOM ¢ 06pazoBaHueM coenuHeHus Gopmysst (1B):

F /\
NC \N

MeO OMe (lB);
(11) B3ammogelcTBue coenuHenus ¢opmynsl (1B) ¢ BomHOW KHCIOTOHN C
obpazoBanuem coenuueHus Gopmyis (1C):

F/\
NC_ =

0 (10);

(111) mpespamenne coeauaeaus Gopmynsr (1C) B coequnenune dopmyisr (1)

niy €ro COJIb.

2. Cnoco06 mo m. 1, OTIMYAIOMIMHCSA TEM, YTO AOMOJHHUTEIHPHO BKIIOYACT
nonyuenne coenunenus Gopmynsl (1A) myrem B3aumoneiicTeusa 1,3-mubpom-2,2-

JAMETOKCHUITPONaHa ¢ TPeT-OyTHUII-2-1IHaHOAIETaTOM ¢ 00pa30BAHUEM COECTUHECHUA

dbopmynsl (1A).
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3. Cnoco6 mo m. 2, OTIMYaloNMicsa TeMm, 4To peakuuio 1,3-mubpom-2,2-
JTUMETOKCHIIPOIIaHa C TPeT-OyTHI-2-1IMaHOAlleTaTOM MPOBOJAT B TMPUCYTCTBUH

OCHOBAHMUA.

4. Cnoco6 mo m. 3, OTIMYaIoMHMica TEM, YTO OCHOBAHHME MPEACTABISIET COO0i

TPET-OYTOKCHU KA.

5. Crmoco6 mo m. 1, oTaWyaromuicss TEM, YTO AOIOJHHUTEIHLHO BKIIFOYAET

nonyueare coemuHeHUs Qopmyner (1A) myTtem TIpeBpamieHHs COSCAUHEHUS

dhopmymst (1D):

MeO. OMe
ONH,
(1D)
B coeanHeHHE hopmyibl (1A).
6. Cnoco6 mo 1. 5, OTIHYAOIMIMICA TEM, UYTO AOMOJHHTEILHO BKIIFOUAET

nojiyueHre coeamHeHHs Qopmyasl (1D) myrem mnpeBpamieHHs COCIMHECHHS

dhopmyst (1E):

MeO. OMe
OOMe
(1E)
B coeanaeHme opmytsl (1D).
7. Cnoco0® mo m. 6, OTIHYAIONIMKMCSA TEM, YTO JAOMOJHHUTEIHPHO BKIIOYACT

nonyuenne coeauHeHus ¢opmynsl (1E) myTem mnpeBpaieHus COEIUHEHUS

dbopmyst (1F):
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O
COOH (1F)
B coeanHeHue Gopmyiisl (1E).
8. Croco6 mo mobomy u3 m.m. 1-7, oTnudaromuics Tem, uto craauto (1)

IMPOBOJAT B IPUCYTCTBHUH OCHOBAHUS.

9. Cnoco6 mo m. 8, oTIMYaromuiica TeM, YTO OCHOBAHHME MPEACTABISIET COO0i

OuC(TPUMETHIICHITAI ) aMyT HATPHSI.

10.  Cnoco6 mo mobomy u3 m.m. 1-9, oTanyaromuics TeM, 4YTo BOAHAS KHCIIOTa

ctaanu (11) IpeACTaBIAeT cOO0H BOAHYIO COJISTHYIO KHACTIOTY.

I11.  Cnoco6 nmo mobomy u3 n.o. 1-10, omnmmyarommiica tem, uto craaus (1)
BKJIIOUAET mpeBparieHne coenunenus Qopmynsl (1C) B coenunenue Gopmysisi
(1G):

OH

o
=/ (1G),
u nipeBpareHue coeauaeHus Gopmyisl (1G) B coenunenne dhopmynsl (1) wmm ero

COJIb.

12. Cnocob6 mo m. 11, otnuyarommiica teM, uto ctagus (1i1) JOMOJHUTEIHHO

BKIJTIOUAET TpeBpamieane coeauHeHuss dopmynsl (1G) B coemunenue (opmyrisi

(1H):
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\

\

NC 7—N
~O
=/ (1H),
u nipepameHue coenuuenus Gopmynsl (1H) B coenmuenune dopmynst (1) wm ero

COJIb.

13.  Cnocob6 mo m. 12, ornuyarommiica TeM, 4To crafus (iil) AOTOTHUTEIHHO

BKIJTIOUAET npespartenne coequnenus Gpopmyst (1H) B coennnenne popmyisr (11)

F

"/ (),

U nipespamienue coeauaeHus dhopmyinl (11) B coenuaenne Gopmynst (1) wim ero

COJIb.

14.  Cpoco6 mo m. 13, ornuyarommiica TeM, 4To cTafus (iil) AOMOTHUTEIBHO

Br—<\j:/>—x

npeacTaBsieT coboi xytop uim Grop, ¢ obpazoBanueM coeauHeHus hopmyss (1J):

BKJTIOUAET B3ammoJeiicTue coeaunenus dopmyist (11) ¢ , rne X

| NS
BF\FN N p
N/)\'?‘ :
z

F (L),
r/ie 7 PeCTaBIIAeT COO0H 3aMMUTHYIO TPYTITY WA BOJAOPOI,
U npespaienue coenuaeans ¢opmyinl (1J) B coequaenune dopmynsl (1) wim ero

COJIb.
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15. Cnoco6 mo n. 14, ormnuyaronuiics Tem, yto cragus (ii1) JOMOJHUTEIBHO
N
1

BKJIIOUAET B3auMojeicTBue coeauHenus ¢dopmynast  (1J) ¢ NC c

oOpazoBannemM coenuneHus popmyisi (1K):

r/e 7 IpeaCTaBaeT coO0H 3aUTHYIO TPYTITY WA BOAOPOI,
u nipesparenune coeauaeHus Gopmyisl (1K) B coenunenne dhopmyost (1) mmu ero

COJIb.

16.  Cnocob6 mo m. 15, ornuyarommiica TeM, 4To cTafus (iil) AOMOTHUTEIHHO

BKJTIOUAET BBIJENCHHE coenquHeHus hopmyis (1) umu ero conn.

17.  Coenunenue dhopmynsl (1B):
F—~/ \
NC =N
MeO OMe (lB),

niy €ro COJIb.

18. Cnocob monyuenus coequaeHus hopmysl (1B):
F—7 \
NC =N
MeO OMe (lB),

WJIA €0 COJIM, BKJIFOUYAIOIIUM:

B3anMoielicTBre coequHeHust hopmyst (1A):



MeO OMe (1 A)

¢ 2-xJ10p-3-proprnupuaruHOM ¢ 0OpazoBaHueM coeauHeHusa Gpopmysst (1B).

19. Cnoco6 mo m. 18, oTnuuarommiicss TeM, 4YTO MJOMOJHHUTEIRHO BKIIFOYAET
nosyuenue coequHeHus Gopmyisl (1A) myrem B3aumoneicTeus 1,3-mubpom-2,2-

JTAMETOKCHIIPONaHa C TPeT-OyTHII-2-IIHaHoAIeTaTOM ¢ 00pa30BaHUEM COCTUHCHUS

dhopmymst (1A).

20.  Cnoco6 mo m. 19, ornuuaromuiics Tem, 4To peakmuio 1,3-mudpom-2,2-
JTUMETOKCHIIPOIIaHa C TPeT-OyTHI-2-IIHaHOAeTaTOM MNPOBOJAT B TNPHUCYTCTBUH

OCHOBAaHMUA.

21.  Cnoco6 mo 1. 20, OTIMYaIoIIMHICA TEM, YTO OCHOBAHWE TIPEACTABIAET COOOM

TPET-OYTOKCU KaJusl.

22.  Cnooco6 mo m. 18, oTnmuUarOmmiics TeM, YTO JOIMOJHUTEIFHO BKIIIOYAECT

nojgyueHue coenuHeHuss Qopmynsl (1A) myTem TpeBpaiieHUs COSIUHEHUS
dhopmyst (1D):

MeO OMe

CONH, )

B coeauHeHME hopmytel (1A).

23. Cnoco6 mo m. 22, OTAWYAOIMMHCI TEM, YTO MAOMOJHHUTCIRHO BKIIFOYACT

nonyuenre coemuHenus Qopmynasl (1D) myrem mnpeBpaimieHus COCTMHEHUS

dhopmyst (1E):
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MeO OMe

OoOOM
° (1E)

B coeauHeHHE opmyitel (1D).

24.  Cnoco6 mo m. 23, OTIWYAOIMHCS TEM, YTO MAOMOJHHUTEIRHO BKIIFOYACT

nonydueHre coeauHeHus ¢opmynsl (1E) myTem mnpeBpaimeHus CoOeTUHEHUS

dhopmyst (1F):

COOH (1F)

B coeauaeHme hopmyiisl (1E).

25. Cnoco6 mo mobomy W3 m.an. 18-24, oTnMyarOmuics TEM, UTO PEAKIHIO
coenuaenus ¢opmynsl  (1A) ¢ 2-xj0p-3-GTOPIUPUAMHOM TPOBOJAAT B

MNPpUCYTCTBUH OCHOBAHHUA.

26.  Cnoco6 1o 1. 25, OTIUYAIONIMHCS TEM, YTO OCHOBAaHUE TIPEACTABIIAET cOOOM

OuC(TPUMETHIICHITAI ) aMHT HATPHSI.

27.  Coemunenue dhopmysl (1D):

MeO OMe

ik (1D),

nin €ro COJIb.

28.  Cnoco6 monyuenus coeaunenus opmysl (1D):
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o (1D),

WM €T0 COJTH, BKJTIOUAIOIUi TIpeBpalieHue coeauaeHus opmysis (1E):

MeO OMe

OoOOM
® (1E)

B coequaeHME opmytnl (1D) nmm ero comb.

29.  Cnoco6 mo m. 28, OoTIMYAOIMMHACI TEM, YTO MAOMOJHHUTCIRHO BKIIFOYACT

nonmyueare coeauHeHuss ¢opmynsl (1E) myrem mnpespamieHus CcoenMHEHUSA

dhopmyst (1F):

COOH (1F)

B coeauHeHKe Gopmyitsl (1E).
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