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MMPOMEIKYTOYHBIC COCIUHCHNA, HCIIOJIb3YCMBIC

mist cuaTe3a  N-(5-(4-(4-dbopmuin-3-penwn- | H-mupazon- 1 -mn)nupuMuuH-2 -MIaMrAHO )-4-MEeTOKCH-2-
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HIHn €ro (ﬁapMaHGBTI/I‘ICCKI/I npneMneMoﬁ COJIM, UMCIOIINX CCJICKTUBHYIO I/IHFI/I6I/IpyIOH1yIO AaKTHUBHOCTb
B OTHOLICHWU IMPOTCUHKHHA3, OCOOEHHO B OTHOIICHUHU IMPOTCUHKMHA3 IJId MYTAaHTHBIX PELCHTOPOB
SMUACPMAJIBHOT'O anKTopa pocTa; u CIIOCOOBI UX NoJIyucHus. KpOMe TOro, B HaCTOAIICM I/I306peTeHI/II/I
00ecreueHbl HOBEIE MMPOMEIKYTOYHBIC COCAUHECHN A, UCIIOJIb3YCMbIC B YKa3aHHOM CHOCO6G, U CIIOCOOBI HX

NOoJIyucHUs.
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O0JacTh TEXHUKH

Hacrosiee n3o0pereHre OTHOCUTCS K ITPOMEXYTOUHBIM COSIMHEHHSM, HCIIOIb3YEMbIM JUIsl CHHTE3a IIPO-
W3BOJHOTO aMHHONIMPUMUIMHA WIN €T0 (papMareBTUUECKH MPHEMIIEMOH COMM, UMEIOIIETO H30MpaTeIbHyIO HH-
THOMPYIOIIYI0 aKTUBHOCTh B OTHOIIIEHUH POTEHHKHHA3BL; ¥ K CIIOCO0aM HX MOITyYeHHS.

IIpeanocelaku co3naHus n3o00peTeHust

B WO 2016/060443 ommcanbl MPOW3BOJIHOEC aMHUHONMPUMHUIMHA WA €ro (apMaleBTHISCKH TpHeMiIeMast
COJIb, UMEIOIIHE CEICKTUBHYIO MHIMOUPYIOUIYI0O aKTHBHOCTh B OTHOLICHUH NPOTEHMHKHHA3, OCOOCHHO B OTHOIIE-
HHUU TPOTEUHKMHA3 JUISI MyTaHTHBIX PELENITOPOB SMHUAECPMAIBHOTO (aKkTopa pocTa. YKa3aHHOE MPOU3BOJHOE aMHU-
HOTIMPUMHUANMHA WM ero (hapMaleBTHYECKH ITpUeMIIeMast CoJIb MOTYT o0ecniedrnBaTh 3(h(PeKTUBHYIO U O€30IacHYTO
TEepariio HEMEJIKOKIIETOYHBIX pakoB jerkoro. B WO 2016/060443 B kauecTBe MPON3BOAHOTO aMUHOTTMPHMHITHA
omucad, Hampumep, N-(5-(4-(4-((mmmernnamuHo)MeTnin)-3-dermn-1H-mupazon-1-mn)nmpuMuanH-2-1iaMuHo )-4-
METOKCH-2-MopdoIrHOpEeHIT)aKprilaMu L ciieayroniet GopMyIsl 1, a Taxoke Crocod ero moyry4eHusl.
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B WO 2016/060443 taxxe onucaH cnocod MOJXyYeHHs TPOU3BOTHOTO amMuHONMpuMuanHa (Gopmynst (1),
HarpuMep crocod B COOTBETCTBHH CO CIEAYIOIIEH cxemoil peakuun. B cienyromei cxeme peakumu R; MoxeT
NPE/ICTAaBIATE cO00H MeToKcH, R, MoeT mpencraBiaTs coboi Bogopon, R; MokeT mpencraBiiTh cobolt Mop-
¢domuumn, Ry Moxker mpezacTaBinsaTh co00i Bogopoa, Rs Moxker mpencraBisaTe cobol ¢penni, Rg MoxeT mnpen-

CTaBIATH CO00 BOOPO, a R; MOXeT mpeacTaBiIsaTh COO0H TUMETHIAMHHO.
Cxema peakiuu
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B gactHOCTH, crioco6 monmydeHus coenquHeHus Gopmyiisl (I) B COOTBETCTBUY C TIPUBEIECHHOM BBIIIE CXEMOMH
pPEeaKIU BKIIIOYAET PEAKIUIO coeanHeHust Gopmydsl (a) ¢ coequHeHneM GopMyisl (b) ¢ IpUMEHEHHUEM THAPHUIA
HATPHS C MONyYSCHUEM COCITUHCHUS POPMYIEI (C); peakIuio coequHeHUs HOopMyIbI (C) ¢ cOeqUHEHUEM (HopMy-
161 (d) mocpeacTBOM PUMEHEHUS TUAPUAA HATPUS C TOIYICHUEM COeIUHCHHS (POPMYITBI (€); BHIIOJTHEHUE BOC-
CTaHOBUTEIBHOTO aMHHUPOBAHUS COCAMHECHUS (POPMYIIBI (€) ¢ IOydeHHEM coequHeHus (hopmysl (f); BoccTaHOB-
nenue coenuHeHus popmyiis (f) ¢ IOMOIIBIO XKele3a U XJIOpHUaa aMMOHUSI C TIOTYYSHHEM COCAUHCHUS (hOPMYIIBI
(g); u peakiuro coeauHEHUS GOPMYIHI (g) C AKPIIIOWIT XJIIOPUIOM C TIOTydeHHEM coeauHeHus Gpopmysl (I).

VYka3zaHHBIN CIIOCOO BKJIFOYACT PEAKIMK ¢ MPUMCHEHUEM THUAPHUAA HATPHS, YTOOBI MONIYYaTh COCAUHCHUS
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tdhopmynsl (¢) u coeauneHust Gopmynsl (€). OTHAKO, MOCKOIBKY IS TUAPHIA HATPUS XapaKTepHA BBICOKAs Be-
POSITHOCTH BO3TOPAHUS M B3PBIBA, CYIIECCTBYET MPOOJIeMa, CBSI3aHHAS C TPYAHOCTHIO €ro MPUMCHEHUS B MAcCO-
BOM IIPOMBIIINICHHOM TIPON3BOICTBE.

Kpowme Toro, yka3aHHBIH CIIOCO0 BKIIIOYAET MPUMEHEHHUE KeJle3a Ha CTaINHd BOCCTAHOBJICHUS HUTPOTPYII-
eI coenuHeHust popmyisl (f) 10 aMHUHOTPYNIHBI 3TOTO coeanHenus. OQHAKO W3-3a MPUMEHEHHUS JKelie3a MOKET
BO3HHKATh KOPPO3WS U 3arpsS3HEHUE B PEAKTOPE, YTO 3aTPYAHSET €ro IPUMEHEHHE B MAaCCOBOM IIPOM3BOJICTBE.
Kpowme Toro, B mporiecce BOCCTaHOBJICHHUS C TOMOIIBIO XKeJe3a H XJIOPHIa aMMOHWS JUISl IOJTYYICHHUS COSTHHEHHS
dhopmybl (g) 00pa3yroTcss HEM3BECTHBIE CMOJIBI M IPOAYKTHI Pa3OKEHUS; U TIOTYJarOT MPOIYKT (T.€. COSAMHE-
HHe Gopmyinsl (g)) yepHoro 1Bera. [loaToMy, 4TOOBI MOMyYaTh KOHEYHBIH MPOAYKT (coeanHenue dpopmyst (1),
MMeIolIee IPUEMIIEMYIO YHUCTOTY), TPeOYeTCs BHIIIOIIHEHHE TIPOIEcca OYUCTKH C IIOMOIIBIO KOJIOHOYHOM XpoMa-
Torpaduu, IpruMeHeHHEe KOTOPOil B MACCOBOM IIPOU3BOJICTBE 3aTPYIHUTEIIHLHO.

Kpome Toro, moCKONbKY aKpHIOWIT XJIOPUA, IPUMEHSICMBIN Ha IMOCICIHEH CTa N MOTyUCHHS COCTUHCHHUS
dhopmynst (), IMeeT HU3KYHO YCTOWYHBOCTD, C HAM CJIOKHO OOpaIiaThCsi Ha MPOM3BOJICTBCHHOM ydacTke. Kpo-
M€ TOTO, ITOCKOJIbKY B HPOLECCE PEaKIMU COeTUHEHHS (GOPMYIIBI (g) ¢ aKpHIOWI XJIOPUAOM 00pa3yroTcsi pas-
JIMYHBIE TIPOIYKTHI PA3JI0KEHU, CII0KHO MOy4aTh coequaenue Gopmynsl (1), nmeromee npueMiIeMyIo 9UCTOTY.

Onucanune n300peTeHus
TexHuueckas 3agaqa

B HacTosmeM mM300peTeHNH MPEIOKEH YIIyUIIEHHBIH CTI0C00, KOTOPHIH MPHEMIIEM I MacCOBOTO TpO-
MBIIIIJICHHOTO TIPOU3BOACTBA U C IMMOMOIILI0 KOTOPOTO MOXKHO monydarh N-(5-(4-(4-((auMeTrIaMuHO )METHIT)-3 -
(hennn-1H-upazon- 1 -un) mupuMuArH-2 -HIaMUHO )-4-MeTOKCH-2-MopdoMHOQeHIIT)akpriiaMu,  (COeTHHEHNE
dhopmynsl 1) wnm ero hapManeBTHYSCKH MPUEMIEMYIO COJITb ¢ BBICOKOW YHUCTOTON M BBIXOJOM. B wacTHOCTH, B
HACTOSIIIEM M300peTeHNN 00ecIeYeHbl TPOMEXYTOUHBIE COeTMHEHNS], HCTIOJIb3yEeMbIE ISl CHHTE3a COCIMHEHHS
dhopmynsl 1 mim ero papManeBTHYSCKH MPUEMIIEMOM COJU, U CIIOCOOBI MX ITOTYUCHHUS.

Kpome Toro, B HacrosimieM nzo0peTeHun oOecrieyeHbl HOBBIC MPOMEKYTOUHBIE COCIUHEHHS, UCTIONb3Ye-
MBI B YKa3aHHOM CIOCO0€, M CIIOCOOBI MX ITOJTyYCHHUS.

Pemenue npoGiembl

B cooTBeTcTBHM C acmlEeKTOM HACTOSIIETO HW300peTeHHs TNpeiokeH crmocod momydeHust N-(5-(4-(4-
dhopmun-3-penmn- 1 H-mupazon-1 -uin) mupuMuIHH-2-HIaMUHO )-4-MeTOKCH-2-MOP G OTUHO e HII ) aK priIaMuIa
(coemunenne Gopmymnsl 2), TMpUYEM CIOCOO BKIIOYAECT PEAKIUIO TPET-OyTHII-(5-aKkpuiiaMuI0-2-MeTOKCH-4-

MopdonrHOoheHmT)kapoamara (coemuHeHme (hopmyIbI 4) WTH N-(5-amuHO-4-METOKCH-2-
MopdonrHOheHmT)akpruaMuia (coeaquaenrne GopMyIsl 3) ¢ coeauHeHneM GopMyItsl 13.
®opmyna 13
N7 |
)\ N

rie Z npeacTaBisieT OO0 rajioreH.

N-(5-AMuH0-4-MeToKCH-2-MOpoauHODeHM )akpuiaMu (coeanHenne GopMyIbl 3) MOKHO TOJTydaTh pe-
akmuen Tper-0yThi-(5-akpuiamMuno-2-metokcu-4-MmopdonuHodennn)kapbamaTta (coeaunenrne Gopmynsl 4) ¢
kucnoroi. Hampumep, peakmuro TpeT-OyTui-(5-akpriiaMuno-2-MeTokcu-4-mopdonmmaodenmn)kapoamara (co-
enuHeHne Gopmyisl 4) ¢ coenuHeHNEM (GopMyIbl 13 MOKHO IPOBOAMTDH B MPUCYTCTBUHU KHCIOTHL. Kpome Toro,
HanpuMep, peakmuio N-(5-aMHHO-4-MeToKcH-2-MopdoauHopeHnN ))akpmwiamMuaa (coenuaenne GopMynsl 3) ¢
coenHeHUuEeM (GopMyasl 13 MOXHO NMPOBOAWTH B MPUCYTCTBHUHM METANIMYECKOTO KaTajau3aTopa, JIMraHaa u oc-
HoBaHMs. bornee Toro, Hanpumep, peakuuio N-(5-amMuHO-4-MeTOKCH-2-MOphoIrHOpEHMIT)aKpriiaMuaa (Coeau-
HeHue (hopMyItsl 3) ¢ coenuHeHHeM (GopMyItbl 13 MOXKHO IPOBOJUTH B IPUCYTCTBUH KHUCIIOTHI.

B BapmanTe ocymecTtBieHHs1 TpeT-OyTHi-(5-akpuiiaMu0-2-MeTokcu-4-mopdonrHodenunn)kapdbamar (co-
enauHeHNe (GopMyibl 4) MOXHO MONYYaTh CIIOCOOOM, BKIIOYAIOMNM (1) pEakIui TpeT-OyTHii-(5-aMUHO-2-
MeTokcu-4-MopdonnHopeHnn)kapbamara (coeanHeHue popmyisl 6) ¢ coeanHeHneM Gopmyisl 11 ¢ odpasosa-
HUEM coelnHeHuss QopMynsl 5; U (i) peakuio coeAMHEHUS GOPMYIBI 5 C OCHOBAHHEM C TIOMYyYEeHUEM TpPET-
OyTui-(5-akpunamMuno-2-MeTokcu-4-MmoppoauHopennn)kapbamara (coeauHenrne GopMyItbl 4)
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rae X v Y He3aBHCUMO JIPYT OT Jpyra NPeCTaBISIFOT COOO0M raoreH.

B npyrom BapmanTe oOCyHIECTBICHHS TpPeT-OyTHI-(5-aMHUHO-2-MeTOKCH-4-MOp(OINHOpeHMIT)Kapoamar
(coenuuenne hopmyIsbl 6) MOKET OBITH MONYYEHO BBIIOJIHEHHEM BOCCTAHOBJIEHUS TPET-OyTHII-(2-MEeTOKCH-4-
MopdosmHO-5-HUTpodeHmn)kapdbamara (coequnerne ¢opmyissl 7). TpeT-bytmi-(2-merokcn-4-mMmop¢oanHO-5-
HUTpoQeHmI)Kapdamar (coenuHeHne (GopMyIIbl 7) MOKHO HOIydaTh peakuuen Tper-0yTui-(4-dgrop-2-MeTokcu-
5-untpodenmn)kapbamata (coenuHeHne Qopmyasl 8) ¢ MopdonauHOM. TpeT-byTnin-(4-drop-2-merokcu-5-
HUTpodeHmn)kapoamar (coemuHerre GopMmysbl 8) modydaroT peakmuen 4-(hTop-2-MeTOKCH-5-HUTpOAHMIIMHA
(coemunenne Gopmysl 9) ¢ THOyTHIAMKAPOOHATOM.

B eme ogHOM BapHaHTe OCYIIECTBICHUS COeNMHEHUE POpMyYIbI 13 MOXKHO MOTydYaTh peakuuel coequHe-
Hus hopmyisl 14 ¢ 3-penmn-1 H-mupazon-4-kapbansaerugom (coemunenue Gopmyst 15).

dopmyna 14
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rine Z v Z' He3aBUCUMO APYT OT ApYTa MPEICTaBISIOT COOO0H rajoreH.

B JIpyrom acIeKTe HACTOSILEr0 n300peTeHus obecrieueH N-(5-amuH0-4-MeTOKCH-2-
MopdosmHOpeHT)akpuaaMu (coequHerne GopMyIs 3).

B eme omHOM acriekTe HACTOAMIETO M300pETeHHS 00eCIIeIUBAIOT TPeT-O0yTHII-(5-aKpruiIaMu10-2-MEeTOKCH-
4-mopdommHodenmn)kapdbamat (coeauHeHNE GOPMYIHI 4).

B eme oHOM acriekTe HACTOSMIETO H300peTeHNs 00ecIedeHo coenmHeHe (GOPMyYIIBI 5 UITH €T0 COJb.

<I)opMyna 5
O

[Oj
rae Y mpeacTaBiseT coOOM TajoreH.

B eme omHOM acmekTe HacTosmiero u3o0peTeHust odecredeH TpeT-OyTHi-(5-aMHUHO-2-MeTOKCH-4-
MopdosmHOenmn)kapdbamar (coeanHeHue GOopMyIIs 6).

B ecme omHOM acriekTe HACTOSIIETO HM300pETeHUs OOecreueH TpeT-OyTHil-(2-MeToKcH-4-MOp(hOITHHO-5-
HUTpOo(eHm)Kapbamar (coenuHeHUE POPMYITHI 7).

IIpeumymiecTBa n300peTCHUS

Crioco6 HacTosmero n3o00peTeHnst MoxeT 3Gp(HEKTHBHO pemaTh MpoOIeMBbI, IPUCYIUE CIIOCO0Y Tpe/IIie-
CTBYIOIIETO YpPOBHSA TeXHUKH, ToimydeHueM N-(5-(4-(4-((numernmamuno )MeTwN )-3-denmt- 1 H-mupa3zon-1-
W) TAPUMUIAH-2 -UIIAMIHO )-4-MeTOKCH-2-MopdonrnHoheHnT )akpunamMu (coeauHenne GopMyisl 1) depes Ho-
BbIE TIPOMEKYTOUHBIC COSAWMHEHHUS, T.€. COeTUHEeHMs popmyi 2, 3,4, 5, 6 m 7. To ecTh cmocod HACTOSIIIETO U30-
OpeTeHUsT BKJIIOYAET TOIy4YeHHE coenuHeHuss GopMynsl 5 u3 coequHeHuss GOpMyIbl 6; W BIOCISACTBUH Tpe-
BpallleHus coequHeHus! GopMyibl 5 B coequHeHHne (GOpMyIBl 4 ¢ MOCIEAYIONMM [IPEBPAIIEHHEM COCIUHEHHS
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¢dopmyinsl 4 B coenrHeHne GOpMyIIbl 3 B albTEPHATHBHOM BapHaHTE OCYILECTBICHHS, TAKMM 00paszam, IpenoT-
Bpalllasi UCIOJIb30BaHUE aKpWJIOWI Xiopuaa. Kpome Toro, crmocoboM HacTOSIIET0 M300pETEHHS MOXHO JIETKO
yIaJIATh NIPUMECH M KOHTPOJIHMPOBaTh MX coiepkaHue. Kpome TOro, MOCKONbKY B HACTOSIIEM H300pETCHUHU
MOKHO 000HMTHCH 0€3 MpUMEHEHHS JKelle3a U XJIOpHIa aMMOHHS Ha CTaIiHU TIOJyYEeHUsS COeTUMHEHUS HOpMYIBI 6
(T.e. Ha CTaANM BOCCTAHOBJICHUS), YKa3aHHBIM CIIOCOOOM MOXKHO pemiaTh MpoOJIeMbI KOPPO3UH U 3arps3HEHUS
peakTopa, KOTOPBIE CBA3aHBI C IPUMEHEHUEM JKelle3a; U MO3TOMY OH MPUEMIIEM TSI MaCCOBOTO MPOMBIIICHHO-
T'O IIPOU3BOJICTBA.
Hawnny4mmii BapuaHT OCyIIeCTBICHUS N300pETCHHS

B Hacrosmem wu300peTeHMM mpeanokeH HOBBIH crmocob mnomydenust N-(5-(4-(4-dpopmun-3-¢pennn-1H-
MMPa30I- 1 -1i) TMPUMUAANH-2-NIAMHHO )-4-MeTOKCH-2 -MophorHOQeHUT)akpuiiaMuia  (CoeAnHeHne (HOpPMYIIBI
2), KOTOpHIH  sBISE€TCS  OJHMM W3  OCHOBHBIX  CHHTETHYCCKMX  HPOM3BOAHBIX  N-(5-((4-(4-
((mameTnnamunO )MeTH)-3-¢perni- 1 H-nmupa3zon- 1 -wn) mupuMuIuH-2-1i1)aMHHO )-4-MeToKcH-2 -Mop honuHOo pe-
HUJI)aKpHJIaMuia Win ero (apMareBTHYeCcKH IpreMiieMoit coin (coeannenue ¢popmyisl 1). To ectb B HacTos-
IIeM M300pETEeHHNH MPEJIOKEH HOBBIH CIIOCO0 MONMyUeHHsI COeqUHEHUsT (POPMYIIBI 2 depe3 HOBBIE MIPOMEKYTOU-
HBIC COCIMHEHHMS; U CTI0CO0 MOTydeHHs COeANHEHNS GopMyibl | nnm ero apMareBTHUECKH IPUEMIIEMOH COIIH
C NCIOJIb30BAHUEM TEX K€ MPOMEKYTOUHBIX coequHeHHH. OOIIMe CXeMbl peakuuil crnocobda HacTOAIIEro H30-
OpeTeHus peICTaBICHBI HAa IPUBEACHHOMN HIDKE CXeME peakiuy 1.

Cxema peakmmu 1

N /N\ NPACOSLNHEHUA
KACROTH!
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Ha cxeme 1 peakin X, Y u Z He3aBUCHMO JAPYT OT Jpyra MPEACTaBIsIOT cO00it rajgoreH.

Jlanee criocoObl HACTOSILETO M300peTeHHs OyAyT MOAPOOHO ONMHMCAHBI CO CCHUIKOM Ha COOTBETCTBYIOIINE
CTaIMU CXEMBI peakiuu 1.

B Hacrosimem n3o0pereHny mpeanioxeH crocod momydenust N-(5-(4-(4-gpopmun-3-denmn-1H-nmupazon-1-
WIT)TMPUMUIUH-2 -HIIaMUHO )-4-METOKCH-2-MOop(oMHOQeHIIT)akpriIaMuia (coequHeHne (GopMyisl 2), IpHUueM
CIOCO0 BKJIIOYAET PEakuuio TpeT-OyTHi-(5-akpuiiaMuo-2-MeTokcu-4-mopdonunodenni)kapbamara (coenune-
Hue Gopmynsl 4) unu N-(5-aMuH0-4-MeToKcH-2-MopdoarnHoheHnT)akpuaamMuaa (coequHerrne Gopmymsl 3) ¢
coenrHeHUEM GopMyIIsl 13

®dopwmyna 13
N /

)\| N

rie Z npenctasiser co0oi rajnoreH.

B crioco6e Hacrosimero nzoopererust N-(5-aMuHO-4-MeTOKCH-2-MOp(HOTHMHOPEHIIT)aKpUITaMuT (COeTHHE-
HUE (dhopmyIbI 3) MOYHO OJTy4aTh peaknuei TpeT-0yTHi-(5-aKpriIaMuI0-2-METOKCH-4-
MopdommHOohenmn)kapbamara (coequnerre Gopmynsl 4) ¢ kucioToi. Kucimora Moxket OBITH OJTHOM WiH OoJiee
KUCIJIOTOH, BEIOPAHHOM W3 TPYIIIBI, COCTOSIIEH M3 COJITHON KHCIOTBI, CEpHOM KHCIOTHI, (OCHOPHON KUCIIOTHI,
A30THOM KHCJIOTHI, YKCYCHON KHCIIOTHI, MypaBbUHOM KHCIIOTHI, CYIb(OHOBOH KUCIIOTHI U N-TOJIYOJICYIE(OHOBOH
KUCIOTHL. Knciiota MOXKeT NpeanouTHTENBHO MPEACTaBIATh CO00H M-TOTy0ICyIb(QOHOBYIO KUCIOTY MM COJISI-
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HYIO KUCJIOTY. XOTS KOJIMYECTBO MPUMEHIEMON KUCIIOTH HE NMEET KOHKPETHBIX OTPaHUYEHHH, KUCIOTY MOXKHO
MPUMEHSTh, HAIPUMEP, B OTHOIICHUH B auana3one oT 1 go 10 »kB. Ha 1 3kB. coenuHeHus Gopmyisl 4. Kpome
TOTO, PEAKINIO0 COeTUHECHUS (POPMYIBI 4 C KUCIOTOI MOXHO MPOBOIUTH B IIPUCYTCTBHU OJHOTO WM OoJiee pac-
TBOPHUTEICH, BRIOPAHHBIX U3 TPYIIIHI, COCTOAIICH U3 AUXIIOPMETaHa, AUXJIOPITaHA, AUMETHI(POPMaMHIA, TUME-
TUJAeTaMAa, JUMETHICYIb(GOoKcuaa, Terparuapodypana, C,-Cs cnupra, dTHIANETaTa U Todyosia. PactBopu-
TEJIb MOKET MPEINOYTHTENBHO MPencTaBIATh cob0it C-Cs criupT, HaIIpUMep METaHOI, ITAHOJ, H30IPOITHIOBEIH
CIIUPT WA OyTaHOJI.

Peakmuio TpeT-0yTHII-(5-akpHiiaMuno-2-MeTokcu-4-MopdoarnHopeHnT)kKapdamaTa (coeauaeHne GopmMyIs 4)
¢ coenuHeHHEM (opMyIsl 13 MOXXHO MPOBOAUTH B NPHUCYTCTBUU KUCIOTH. Kuciora Moxer OBITh OJHOW WM
0ojee KHCIOT, BRIOPAHHBIX M3 TPYIIBI, COCTOSIIEH M3 COJNSHON KHCIOTHI, CEPHOH KHUCIOTHI, (pochopHOi
KHCIIOTBI, a30THOW KHUCJIOTBHI, YKCYCHOH KHCIIOTBI, MYPaBBHHOW KHCJOTHI, CYIb()OHOBOW KHCIOTHI U T-
TOJIyOJCYIb(OHOBOM  KHCHOTH. Kucimora MOXET TPEANOYTHTENBHO INPEACTAaBIATH CcoOOW  m-
TOJIyOJICYIb(OHOBYIO KHCIOTY HJIM COJITHYIO KHCIOTY. XOTS KOJMYECTBO MPUMEHSIEMOM KUCIOTH HE HMEEeT
KOHKPETHBIX OTPAHUYCHUH, KHCIOTY MOKHO IPUMECHSITh, HAPUMEP, B OTHOIICHUH B auamna3one ot 0,01 mo
1 okB. Ha 1 9kB. coeauHeHuss Gopmynsl 4. Kpome Toro, peakiuio coenuaeHuss Gopmyssl 4 ¢ coenuHeHueM (Hop-
MyJBl 13 MOXHO TPOBOJWTH B MPUCYTCTBHU OJHOTO WM OOJee pacTBOpHUTENEH, BRIOPAHHBIX M3 TPYIIIHI, CO-
CTOAIMIeH W3 IUXJIOpPMETaHa, AWXJIOPATaHA, TUMETWI(POpMaMuAa, AUMETHIACTaMUIa, AUMETHICYIb(POKCHAA,
teTparuapodypana, C;-Cs criupra, 3THIIaNleTaTa U TOIyosia. PacTBOpHUTENb MOXKET MPEAIOYTUTENIHHO MIPEICTaB-
ns1Th coboit C-Cs ciupT, HaITpUMep METaHOJI, TAHOJ, H30TIPOTMIIOBBIA CITUPT WIIH OyTaHOJI.

Kpowme Toro, peakmuro N-(5-amMmuH0-4-MeTOKCH-2-MopdonmmHodeHm)akpunamMuaa (coeauaeHne GopmMyst 3)
¢ coeauHeHneM (GopMyasl 13 MOXHO HPOBOIUTH B NMPHUCYTCTBUM METAIIMYECKOTO KaTaln3aTopa, JWraHaa H
OCHOBaHHs. MeTaJUIMYEeCKUH KaTann3aTop MOXKET HPEICTaBIATh cOOOH ONUH MM 0oJiee KaTaln3aTOpOB, BbI-
OpaHHBIX U3 TPYMIIEL, COCTOSMICH U3 MAJUIaans, M, JKene3a, KaaMus, IMHKA U HUKels. MeTamnueckuil kaTa-
JU3aTOp MOXKET MPEIIOYTUTENFHO TIPEACTABIATh COOOW ameTaT MNaiaivs, AaleTHIACTOHAT TaJlIajvs,
Ovc(IMOCH3WITHICHAIICTOH ) TAIUTAUNA WK TPHUC(AMOCH3WITUICHAIICTOH ) Aunaiuianuii. JIurangy MOKeT MpeacTaB-
JSTH cOO0W OAWH WM 0oJiee JIMTaHAO0B, BRIOPAHHBIX M3 TPYIIILI, cocTosmmeid u3 2,2'-ouc(mudennndochuno)-
1,1'-6unadranma (BINAP), 1,1'-ouc(mudenmndochuno)depporen (DPPF) u 4,5-6uc(mudennndochuno)-9,9-
muMeTWIKcanTeH  (Xantphos).  JluraHn  MOXeT — NPEANOYTHUTENHHO  MPEACTaBIATH  coboit  4,5-
ouc(mudpenmndochnuno)-9,9-mumernnkcanter (Xantphos). MetaummdecKknuii KaTaIM3aTop U JIMTAHI MOTYT OBITh
MIPUMEHEHBI B COOTHOIICHNH B nuamna3oHe oT 0,05 mo 1 3kxB. Ha 1 9KkB. coeuHeHUsT GOPMYIIBI 3, XOTS UX KOJIHMUe-
CTBa MOTYT BapbUPOBATHCS B 3aBHCHMOCTH OT 3TOTO coeTuHeHUs1. Kpome Toro, ocHOBaHHE MOXKET IIPEICTABIIAT
co0oit ogHO nin Gosiee OCHOBAHUH, BEIOPAHHBIX M3 TPYIIIBI, COCTOSIIEH U3 TPeT-OyTOKCHAA Kalnsl, THAPOKCHIA
HATPUs, THAPOKCUNIA KW, TUIPHIA HATPUs, KapOoHaTa HAaTpus, KapOoHaTa Kanws, ¢ocdaTta Kamus (BKIHOUAS
OJTHO3aMEIIEHHbIH (ocdar Kaius, ABYXOCHOBHBIM (ocdar kamus u oprodocdar kamms), docdara HaTpHs
(BruTIOYast OZTHO3aMEIIEHHBIN (ocdar HaTpus, IBYXOCHOBHBIN (ocdar HaTpus u oprodocdar HaTpus), KapOooHa-
ta uesms, 1,8-gmazadbunmkio[S.4.0lyanen-7-esa (DBU), 1,4-muazadumnukino[2.2.2]okrana (DABCO), 1,5-
nmuazaburmkino[4.3.0]JHon-5-era (DBN), mupuanHa, TPUATHIAMIHA, TUU3OMPONUIAMUAHA U TUH30MPOMHIITHIA-
muHa. Kpome Toro, peaknuio coequHeHUs GopMyIibl 3 ¢ coeuHeHneM GOpMYIIbl 13 MOKHO TTPOBOAWTDH B TIPH-
CYTCTBHH OJHOTO WJIH OoJiee pacTBOpUTENEH, BRIOpaHHBIX U3 TPYIIBI, COCTOAIICH U3 JUXJIOPMETaHa, TUXII0P3-
TaHa, TUMETHI(QOpPMaMHIa, TUMETHIANETAMUIA, IUMETHICYIbpokcuna, terparuapodypana, C;-Cs crupTa,
STHJIAIeTaTa ¥ TOJIyoJa. PacTBOpUTENs MOXKET MPEATIOUYTUTENHHO MPEACTaBIsATh coboit C-Cs cimpt, Hanpumep
METaHOJI, 3TaHOJ, HU3OIPOIMIOBEIN CIHPT WIK OyTaHONI, Oojee MpeArnmodTUTeNsHO TeTparuapodypad. Kpome
TOTO, PEAKLHIO COSANHEHUsT POPMYJIbI 3 ¢ coenuHeHHneM (GOopMyibl 13 MOKHO NPOBOIWTH NPHU TEMIIEpaType B
nmuana3one ot 40 mo 150°C, npeanoururensHo oT 70 mo 90°C.

Bonee Toro, peakiuro coeauneHnst GopMysl 3 ¢ coeauHeHneM GopmyIisl 13 MOXKHO IPOBOJHUTE B IIPHUCYT-
CTBHH KUCIOTH. Kncnmora MoxkeT OBITh 0JHOH MK O0Jiee KHCIIOTOH, BEIOPaHHOM M3 TPYIIIBI, COCTOSIIEH U3 co-
JSTHOM KUCIIOTBI, CEpHON KHCIOTHI, (POCHOPHON KUCIOTHI, a30THON KHCJIOTHI, YKCYCHOW KHCIIOTHI, MypaBbUHOM
KHCIIOTHI, CYITb(OHOBOH KHCIOTHI M M-TOJIYOJICYIb()OHOBOM KHCIOTHL. KHcinora MoXeT MpearnoYTUTENbHO Tpel-
CTaBJIATh COOOH I-TONYOJICYNH(OHOBYIO KHCJIOTY HWJIHM COJSIHYIO KHCJIOTY. XOTS KOJHMYECTBO NMPUMEHSEMOTO
AHTHPACTBOPUTEIST HE MMECT KOHKPETHBIX OTPAHUYCHUI, aHTHPACTBOPUTEIh MOXKET OBITh MPUMCHCH, HAIPH-
Mep, B MaccoBoM OTHoIIeHnH B amamnazoHe ot 0,01 go 1 skB. Ha 1 3kB. coequaenus ¢hopmynsl 3. Kpome Toro,
peakuio coequHeHus GopMyIel 3 ¢ coennHeHnEM HOpMyIbl 13 MOXKHO MTPOBOAUTH B MMPUCYTCTBUHU OJTHOTO WU
Ooree pacTBOpUTENEH, BEIOPAHHBIX M3 TPYIIIBL, COCTOSIICH M3 IUXJIIOpPMETaHa, AUXJIOpATaHA, TUMETHI(POopMa-
MUJa, TUMETHIIAleTaMUIa, TUMETHICYIbGoKcHaa, TeTparuapodypana, C,-Cs ciupra, dTANAIETaTa U TOIYOoJIa.
PacTBopuTens MOXET HPEAMOYTUTENHHO MpencTaBisTh coboit C-Cs crupTt, HampuMep METaHOJ, 3TaHOJ, HU30-
TPOTIHIIOBEIA CITUPT WM OyTaHOI.

B criocobe HACTOSILEro N300peTeHHs TpeT-0yTHiI-(5-akpuIaMuaIo-2-MeTOKCH-4-
MopdosmHOenmn)kapbamar (coenuneHre GopMyssl 4) MOKHO MOJIydYaTh CIOCOOOM, BKIJIIOYArOmuM (i) peak-
o TpeT-0yTmil-(5-aMuHO-2-MeTokcH-4-MopdonuHodenmn)kapbamara (coeauaenne Gopmynsl 6) ¢ coequHe-
H1eM ¢Gopmynsl 11 ¢ obpasoBannem coequueHus GopMyItsl 5; 1 (ii) peakunio coeMHEHUI0 GOPMYJIBI 5 ¢ OCHO-
BaHMEM C TIOJy4eHHEM TpeT-OyTmi-(S-akpuiaMuno-2-MeTokcu-4-mopdonunodenmn)kapbamara (coeanHeHUE

hopmyer 4)
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B BapmanTe ocymecTBieHus criocoba HAaCTOSIIEro H300peTeHus cTaauio (i) u craguro (ii) MOKHO ITPOBO-
JUTH B BUJIC OJIHOPEAKTOPHOW peakuny Oe3 BbIAeNeHUs coeanHeHus: Gopmynsl 5. Takum oOpa3oM, crocob Ha-
CTOSIIIETO U300pEeTEeHHs IPUEMIIEM JUISl MACCOBOTO TIPOMBIIIIIEHHOTO ITPOU3BO/ICTBA.

Peaxumio co cragum (i), T.e. peakiuio coequHeHNs1 GOpMYJIBl 6 ¢ coenHeHreM Gopmyis 11, MOKHO Tpo-
BOJIUTH B MPUCYTCTBHU OJHOTO WX 0OJiee OCHOBaHUH, BRIOPAHHBIX U3 TPYIIIIBI, COCTOSIICH U3 TPEeT-O0yTOKCHIa
KaJus, THIPOKCUIA HATPUs, TUAPOKCHIA Kallusl, TUAPOKCHUIA JTUTHS, THIPUIA HATpUs, KapOoHaTa HATpHs, OU-
KapOoHaTa HaTpus, kKapOoHaTa Kanws, ¢pocdara kanus (BKIOYas 0JHO3aMEIICHHbBIN (hocaT Kaus, JBYXOCHOB-
HeI Gocdar kamus u oprodocdar kamus), dochara Hatpus (BKIIOUas OFHO3AMEIIEHHBIH ¢ocdar HaTpus,
NIBYXOCHOBHBIN (ocdar HaTpus u optodochar HaTpus), 1,8-muazabunmkino[5.4.0]yanen-7-esa (DBU), 1,4-
nuazabunukino[2.2.2]okrana (DABCO), 1,5-nmuazadunukno[4.3.0]JHon-5-eHa (DBN), nupuanaa, TpUITHIAMH-
Ha, TUU3OTPONIIaMIUHA U TUH30MPONMIdTIaMiuHa. OCHOBaHNE MOXET OBITh MPUMEHEHO B KOJMYECTBE OT 1
IO 5 9KB., IpeanouTUTENsHO OT 1 10 3 9kB. Ha 1 3KB. coeauHeHUsT GopMyIbl 6. Kpome TOTo, peakiiuio MOKHO
MPOBOJUTH B IPUCYTCTBHU OJHOTO HJIH 0OJIee paCTBOPHUTEICH, BRIOPAHHBIX U3 TPYIIIBI, COCTOSIICH U3 alleTOHa,
AI[CTOHUTPHJIA, METWIITWIKCTOHA, AUMETHII(GOpMaMUIA, MTUMETWIANCTAMUA, IUXJIOPMETaHa, JUMCETHIICYIb-
tdoxkcuma, numeTmicyiabpoHamuaa, Terparuapodypana, rekcamermwidocopamuaa, Ci-Cs cnupTa, TUMETUIIOBO-
ro 3¢upa, AUITHIOBOTO 3PHUpa, TUH30MPONIIIOBOTO Y(hUpa, dTHIAIeTaTa, JUMETOKCHITaHA U TOIyona. PacTBo-
pHUTEIEM MOXET TPESAIOYTHTEIBHO OBITh AIlCTOH, allCTOHUTPWI, MeTIITIIKeTOH win C;-Cs cupt (Hampumep,
METaHOJI, 3TaHOJI, IPOIIAHOJ, H30MPOIMIIOBEIN cIMpT, OyTaHON U T.A.). PacTBopuTens MOXeT OoJiee penouTH-
TEJBHO MPEICTABIATE CO00H aeTOHNTPUIL. Peakiiio MOKHO IPOBOANTE MIPU TeMIIepaType B Anamna3one ot 0 1o
100°C, npennoururensHo ot 10 go 30°C.

B peaknuu co cragum (ii), T.e. B peakIuu COeTUHEHUS (HOPMYIBI 5 C OCHOBaHHEM, OCHOBAHHE MOXKET
MIPENCTaBIATh cOO0H OJTHO MM 0oJiee OCHOBAaHWH, BHIOPAHHBIX W3 TPYIMIIBI, COCTOSIIEH M3 TpeT-OyTOKCHIa Ka-
TSI, TUAPOKCHAA HATPUS, THAPOKCHIA KaJIKs, THAPOKCUAA JINTHS, THAPUAA HATpHs, KapOoHaTa HATpH, OuKap-
OoHaTa HaTpwusl, kKapboHaTa Kamus, pocdaTa Kanus (BKIOYas oJHO3aMeeHHbIH (pocdaT Kans, TByXOCHOBHBIN
(dbocdar xanmus u opropocdar kamus), Gochara Harpus (BKITIOYAs OJHO3AMEIIEHHBIH (pocdaT HATpus, ABYXOC-
HOBHBIN (ocdar Hatpust u oprtodocdar Harpus), 1,8-mmazabunmkino[5.4.0lynnen-7-ena (DBU), 1,4-
nmuazaburmkino[2.2.2]okrana (DABCO), 1,5-mnazaburukio[4.3.0Jaon-5-era (DBN), nmupuanHa, TpU3THIIAMUHA,
JUH30MPONIUIAMIHA W JUU30TPOMMIITHIAMIHA. OCHOBaHHE MOXET MPEIIOYTUTEIBFHO MPEACTABIATE COOOM
TUIIPOKCHU HATPHSI, TPUITWIAMUH WA TUU3ONPOMUIAMUH, O0Jiee MPEIIOYTUTEIFHO TPpUITIWIaMuH. OCHOBaHHE
MOJKET OBITh MPHUMEHEHO B KoJudecTBe OT 1 10 20 3KB., MpeanoYTUTeNbHO 0T 5 10 10 3kB. Ha 1 3KB. COeTUHECHUS
tdhopmynsr 6. Kpome Toro, peakunio MOKHO POBOANTE B MPUCYTCTBHH PAaCTBOPUTEIIS, BEIOPAHHOTO 3 TPYIIIIHL,
COCTOSIIEH U3 alleTOHUTPIIIA, METWISTIIIKETOHA, alleTOHA, METIIIN300YTHIKETOHA, AUXJIOPMETaHa, JUXJIOPITa-
Ha, TuMeTWiIgopMaMuaa, TUMETHIANETAMIIA, JUMETHICYIbGoKcuaa, TeTparuapodypana, C;-Cs crupra, TO-
JyoJa, 3THIAIETaTa, W3OMPOIIIIAIleTaTa, AUITHIIOBOTO 3(Hpa, BOABI U UX CMecH. PacTBopuTens MOXeT OBITh
MPEIIOYTUTEIFHO BBIOpAaH M3 TPYIIIBI, COCTOSINEH M3 alleTOHWTPHIA, TeTparuapodypaHa, METHIITHIKETOHA,
arieToHa, AUXJIOPMETaHa, BOJABI M X CMECH. PacTBOpuTENs MOXeET Ooiee MpeIouTHTENFHO PEACTaBIATh CO-
0ot aneronuTpmi. Peakiuro coequHeHuss GOpMyIBl 5 ¢ OCHOBaHHEM MOXHO NMPOBOJAUTH IIPH TEMIEPaType B
nmuana3oHe ot 40 mo 150°C, mpeamouTuTeNNbHO pH TeMIiepaType B auama3one oT 60 go 100°C, 6onee mpeamnod-
TUTEIHHO TPU TEMIICPAType KUIICHUS TPUMEHICMOTO PACTBOPHUTEIIS C OOPATHBIM XOJIOAHILHHKOM.

B cnocobe Hacrosimero uzoOpereHust TpeT-OyTHI-(5-aMUHO-2-MeTOKCH-4-MopdoarHoQeHnT)KapoamMaT
(coenuueHne GopMyIbl 6) MOXKHO IOJIy4aTh ITyTEM BOCCTaHOBIICHHS TpeT-OyTui-(2-meTokcH-4-MopdoanHO-5-
HUTpodeHm)Kkapbamara (coeanHenne Qopmynsr 7). BoccraHoBieHHEe MOXXHO NPOBOAUTH C HMCHOJIB30BaHUEM
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BOCCTAHABJIMBAIOIIETO areHTa, BHIOPAHHOTO W3 TPYIIIBI, COCTOSANIEH M3 MyPaBbHHOW KHUCIIOTHI M (JopMHUaTa am-
MOHUsI. BoccTaHaBIMBaIOLIMil areHT MOXKHO MCIOJIB30BaTh B KOJUYECTBE B AuanazoHe oT 1 1o 15 3kB. Ha 1 JkB.
coenmHeHU (popmyinsl 7. Kpome Toro, BOCCTaHOBIEHHE MOKHO MPOBOJUTH B TIPUCYTCTBHH KaTalU3aTOPa, BBI-
OpaHHOTO M3 TPYIIIBI, COCTOAIICH M3 MaJIaans, CMECH HaJUIaIuii/yriaepo], IUHKA, MEIN, MarHus W IUIaTHHBI,
MPEIIOYTUTEIFHO B NPUCYTCTBHHM CMECH Maiianuit/yriepox. Peakiio MOXXKHO NMPOBOAWTH B TPHCYTCTBHU
WHEPTHOTO PaCTBOPHUTEIIS, HAI[PUMEP B MPUCYTCTBHH OJHOTO M 0O0Jiee pacTBOPUTENEH, BRIOPAHHBIX U3 TPYII-
IBI, COCTOSIIIEH M3 AUMETHI(hOopMaMuIa, TUMETHIAeTaMIua, AUXKIOpMEeTaHa, TUMETIICYIb(OKCHAa, TEeTParui-
podypana, rekcametmnpochopamuna, C;-Cs cimpra, TUITUIOBOTO dUpa, dTUIIAIETATa, AllCTOHUTPIIIA W alle-
ToHA. PacTBOpUTENH MOXET MPENIOYTHTEIBHO MPEACTABINTH cO00H TeTparuapodypaH wim stanoi. Kpome Toro,
PEAKIMIO MOKHO MTPOBOIUTH MTPpH TeMrieparype B quamazoHe ot 0 no 50°C, npeamouturensHo oT 20 1o 30°C.

B cnocobe Hacrosmero uzobpereHusi Tper-OyTmi-(2-MeToKcH-4-MOpGOINHO-5-HUTpodeHnT)kapoamaT
(coenuHeHue (bopmyIbI 7 MOKHO noixydaTb — peakuued  Tper-OyTuin-(4-GpTop-2-MeToKCH-5-
HUTpodeHm)Kapbamara (coenuHenue Gopmynsl 8) ¢ MopdonmHoM. Peakuuio coenunenns: Gpopmynsl 8 ¢ Mop-
(hOoTMHOM MO>KHO MPOBOAUTH B MPUCYTCTBUH OJHOTO MM OOJiee OCHOBAaHWi, BRIOPAHHBIX M3 TPYIIIBI, COCTOS-
meit u3 ruapuna Harpusi, C;-Cg ankokenna Hatpusi, C;-Cg alkoKcHaa Kanus, kKapOoHaTa HaTpwus, kapOoHara Ka-
nus, kKapOoHaTa JUTHsI, kKapOoHaTa 1ie3us, OukapOoHaTa HaTpws, OukapOonHara kamws, ¢ocdara kamms, 1,8-
nmuazaduiukino[5.4.0]ynnen-7-ena (DBU), 1,4-nnazaburukio[2.2.2JokTaHa (DABCO), 1,5-
nmuazabunukino[4.3.0]Jaon-5-ena (DBN), mupunnHa, AMMETHIAMUHOIIMPUINHA, TPUATHIIAMUHA ¥ JTHA30TIPOITHIII-
TinaMuHa. OCHOBaHHE MOJKET MPEANOYTHTENBHO MPEICTABISATE COO0H TPHATHIIAMUH HWIIH TUH3OMPOIIIIITHIIA-
muH. Kpome Toro, peakuuio coequHeHus GOpMyIbl 8 ¢ MOPGOIMHOM MOXKHO IIPOBOANTE B MIPUCYTCTBUH HHEPT-
HOTO PacTBOPHTEIISA, HAIPUMEP B MPUCYTCTBHH OJHOTO WK OoJjiee pacTBOPUTENCH, BRIOPAHHBIX U3 TPYIIIHI, CO-
CTOsIIIEeH M3 AMMETHIIhOopMaMuIa, AUMETWIALICTaMUA, TUXJIOpMeTaHa, AMMETHICYIb(OKCHAA, TeTparuapody-
pana, rexcameTtniadocdopamuna, C;-Cs cnmpra, JUITHIOBOTO 3(Hpa, STUIALETATa, alleTOHUTPUIA U aleToHa.
PacTBOpuUTENE MOXET NMPENIOYTHTENHHO MPEICTaBIATh COO0H aneTOHUTpWI W/nuin Terparuapodypan. Kpome
TOTO, PEAKIINI0 MOKHO MPOBOJUTH TPH TemrepaType B nmuamnazoHe oT 0 go 100°C, npeanoururensHo oT 70 10
80°C.

B cnocobe Hactosimero nzoOpereHust Tper-0yTHII-(4-QTOp-2-MeTOKCH-5-HUTpodeHmT)kapbamaT (coeau-
HeHue (opMylisl 8) monydaroT peakiueit 4-pTop-2-MeToKCH-5-HUTpoaHwmHa (coequnenne Gopmynsl 9) ¢ au-
Ooyrninaukapbonatom. Peakumio coeanHeHust GpopmMyisl 9 ¢ anOyTHnauKapOOHATOM MOKHO IPOBOJUTH B IPHU-
CYTCTBHH OJHOTO MJIH OoJiee OCHOBaHUH, BEIOpaHHBIX M3 rpymisl, coctosimen 3 C;-Cq ankokenna Hatpus, C-
Cs asIKkOKcHIIa Kajwsl, kKapOoHaTa HATpHs, KapOoHAaTa Kajws, kKapOoHaTa JINTUs, KapOoHaTa 1e3us, OukapOoHaTa
HaTpus, OwkapOoHara kamusi, Qocdara wamms, 1,8-gmazabmmmkiio[5.4.0lyanen-7-ena (DBU), 1,4-
nmuazabummkino[2.2.2]okrana (DABCO), 1,5-guazabunukio[4.3.0]aon-5-eHa (DBN), mupunnHa, TUMeTHIaMH-
HOTIMPHUINHA U TpUATWIaMuHA. OCHOBaHHME MOXKET MPENNOYTHTEIBHO MPEACTABIATE CO00i TpudTHiIaMuH. Kpo-
ME€ TOro, 9YTOOBI YIYYIINTh PEAKIHOHHYIO CIIOCOOHOCTH, MOYKHO JOTIOJHHTENFHO HCHONB30BaTh 4-
JUMETHIaAMHUHOTIMPUANH. PeakIuio MOXXHO NMPOBOJUTH B NPUCYTCTBHH MHEPTHOTO PAacTBOPHUTEIIS, HAIIPUMED B
NPUCYTCTBUH OJHOTO WM 00Jjiee pacTBOPHUTENEH, BBIOPAHHBIX U3 IPYIIIBI, COCTOSMIEH 13 AuMeTHiIhopMaMuia,
JUMeTHIaleTaMuaa, IUXJI0OpMeTaHa, JUMEeTHICYIb(poKcHaa, TeTparuapodypana, rekcamermidochopamuna, C-
Cs cnupTa, QUITHIOBOTO 3(upa, STHIALeTaTa, alleTOHUTPUIIA WM alleToHa. PacTBOpHUTENL MOKET NMpEeANOYTH-
TEJILHO MPEJICTABIATh CO00i nuxiopMmeran. Kpome Toro, peakiuio MO>KHO IPOBOIUTH ITPH TEMIIEpaType B AHa-
na3zoHe oT 0 no 50°C, npeanoururensHo ot 20 mo 30°C.

B BapuanTe ocymectBieHus coeauHenue Gopmyisl 13, ucrnonap3yeMoe B Ka4ecTBe IPOMEKYTOYHOTO CO-
€/IMHEHUs] B CXEME€ peakiMu 1, MOXKHO IMOJydaTh IMyTEM peakiuu coequHeHus Gopmynst 14 ¢ 3-dennn-1H-
nupasoi-4-kapoanbaeruaoM (coemuHerne Gopmysr 15).
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rae Z v Z' He3aBUCUMO JIPYT OT ApPYyra MPeICTaBISIIOT COOO0H TajloreH.

Peaknmro coequaenus Gopmynsl 14 ¢ coenuaeHneM GOpMYIIBI 15 MOKHO MPOBOIUTH B MPUCYTCTBUU OJI-
HOTO WK 0oJice OCHOBAHUIA, BRIOPAHHBIX U3 TPYIIIEI, COCTOsMIEH u3 ruapuna Hatpus, C;-Cy aJKOKCHIAa HATPHUS,
C;-C¢ ankokcuaa kamwvsi, kapOoHaTa HaTpus, KapOOHATa Kausl, KapOoHaTa JINTHsI, KapOoHaTa 11e3us, OukapOoHa-
Ta Harpus, OukapOoHara xamus, Qocdara kamms, 1,8-nnazadbunukio[5.4.0]yanen-7-ena (DBU), 1,4-
nmuazaburmkino[2.2.2]Jokrana (DABCO), 1,5-muazabunukino[4.3.0JaoH-5-eva (DBN), nmupunuHa, IUMETHIAMHE-
HOIUPHUINHA U TpudITWIaMuHA. OCHOBaHUE MOXKET MPEANMOYTHUTECIHHO MPEACTABISATh CO0O0M KapOOHAT Kaiws.
Peakumio MOXHO IIPOBOIUTH B MPUCYTCTBHH MHEPTHOTO PACTBOPUTEIS, HAIIPUMEDP B MPUCYTCTBUU OIHOTO HIIH
Oonee pacTBopuTeNeH, BRIOPAaHHBIX M3 TPYIIIBI, COCTOSIICH M3 OUMETHI(hopMaMuIa, AUMETHIANeTaMuIa, IH-
XJIOpMETaHa, TUMETHICYIbhokcuaa, TeTparuapodypana, rekcameruidochopamuna, C,-Cs cupra, TUITHIOBO-
ro »¢upa, dTHIANETATa, AETOHUTPWIA WIIM alleTOHA. PacTBOPUTENs MOXKET MPEINOYTHTENBHO MPEACTABIATH
coboii mumeTminpopmamu. Kpome Toro, peakuio MOXHO HMPOBOIWUTE MPH TeMIlepaType B auama3oHe ot 0 1o
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50°C, mpeanouturensHo oT 0 g0 10°C.

N-(5-(4-(4-popmuin-3-dpennn- 1 H-nupazon- 1 -uia) nupuMuanH-2-0IaMHHO )-4-MeTOKCH-2 -MopdorHode-
HU)akpwiaMuy (coequHeHne (GopMyibl 2), MONYYSHHBIH ¢ HCIOJB30BAaHHEM BBIMICOMUCAHHOTO Crocoba Ha-
CTOSIIEr0 U300peTeHHs, MOXHO IPEBpaNIaTh B coeanHeHne GopMyibl 1 miu ero GapMareBTHUCCKH MpHEMIIC-
MYIO COJIb B COOTBETCTBHUH C BBIIIEYKa3aHHOM cxemoii peakuuu 1. Hampumep, npeBparienne MOXXeT BKIIIOYATh B
ce0s (a) peaknuio coeHEHUsT GOPMYIIBI 2 C TUMETHIAMUHOM WU €0 COJIb MPUCOCAUHEHHS KUCIOTHI B TIPH-
CYTCTBHHM BOCCTaHABJIMBAIOIIETO areHTa W OCHOBaHWS ¢ oOpa3zoBaHueM N-(5-(4-(4-((AUMETHIAMUHO)METHI)-3-
(hennn-1H-mpazon- 1 -un) mupuMuANH-2 -HIaMUHO )-4-MeTOKCH-2-MopdomHOQeHIIT )akpriilaMua  (CoOeTMHEHUE
dbopmymer 1); u (b) Bergenenne N-(5-(4-(4-((mumernmaMuHO )MeTHN )-3-Gerwm- 1 H-mupazon- 1 -wn)mupuMuana-2-
WJIAMHHO )-4-MeTOKCH-2-MopdoauHoheHnT )akpuaamMuaa (coenuaenne Gopmyisl 1) U3 peakimOHHOW CMECH CO
cTamui (a).

Peakmus craguu (a) mpeacraBiseT co00if BOCCTAHOBUTEIBPHOC aMUHHPOBaHUE. B KauecTBe BocCTaHABIH-
BAaIONICTO arcHTa B yKa3aHHOM BOCCTAHOBHUTCIHFHOM aMUHHPOBAHWUU MOXET OBITh NMPUMCEHECH OJHMH WM OoJiee
areHTOB, BEIOPAHHBIX U3 TPYIIIBI, COCTOSIICH W3 TPUAIIETOKCHOOPTUAPUIA HATPUS, IIHAHOOOPTHIAPUIA HATPUS U
oopruzpuna HaTpus. BoccTaHABIMBAIOIIMM arecHTOM MOKET HPEANOYTUTEIHHO OBITH TPHALETOKCUOOPTHUAPHT
HaTpus. BoccTaHaBiMBaIOmui areHT MOYKHO IPUMEHSATh B KOJIMYECTBE OT 1 70 5 3KB., MPEAIOYTUTEIHHO OT 1
10 3 9kB. Ha 1 9KB. coeguHEHUS GOPMYIBI 2, XOTS €r0 KOJIMIECTBO MOXET H3MEHATHCS B 3aBUCHMOCTH OT BOC-
CTaHABJIHMBAONINX areHToB. OCHOBaHME, IPUMEHSIEMOE B YKa3aHHOMW PEaKINU, MOXKET IPEACTaBIATh COO0H OHO
nnu 0oJiee OCHOBAaHUM, BEIOPAHHBIX M3 TPYIIBI, COCTOSIICH U3 KapOoHaTa HaTpus, OnkapOoHaTa HaTpHs, KapOo-
HaTa Kaywms, ¢pocdaTa Kanus (BKIOYas OJHO3aMEIIeHHbIH (hocdaT Kams, JBYXOCHOBHBIN (hocdaT Kanust u op-
todochar kanms), pocdara HaTpus (BKIIOUAs OJHO3aMEIIEHHBIN (hocdaT HATPHUs, NBYXOCHOBHBINH (hocdaT Ha-
Tpus u optodocdar Hatpus), 1,8-mmazadunmkio[5.4.0lyanen-7-eaa (DBU), 1,4-nuazaburmkio[2.2.2]okraHa
(DABCO), 1,5-muazadunukio[4.3.0]aon-5-eHa (DBN), nupunuHa, TpUITHIAMHUHA, TUH30MPOTHIAMHHA U IHH-
30MPONIIITHIIAMUHA. YKa3aHHOE BOCCTAHOBUTEIBHOC aMHHUPOBAHUE MOYKHO TIPOBOJHTEH B IIPUCYTCTBHU OJIHO-
ro iy 0oJiee PacTBOPUTENCH, BRIOPAHHBIX U3 TPYIIIBI, COCTOSIICH U3 AUMETHIAICTAMUIIA, TUMETII()OpMaMu-
Jla, TUXJIOPMETaHa, TeTparuapodypana, allecTOHUTPUIIA U dTWaneTata. KpoMe Toro, ykazaHHYIO pPEakI[Uio MOX-
HO MPOBOJUTH TIPH Temmepatype B auamna3one ot 0 go 50°C, npeanoururensHo oT 20 1o 30°C. [Toatomy crocod
HACTOSIIETO U300PETCHUSI MOXKHO OCYILECTBIIATh B MATKUX YCIIOBHSIX; U ITO3TOMY OH MPHEMJIEM JUISI MacCOBOTO
MPOMBIIIJICHHOTO TTPOU3BOJICTBA.

Brigenenne Ha cragun (b) MOXKHO OCYIIECTBISATH MTOCPEICTBOM KPHUCTAJUTM3ALNN U3 PEAKIIMOHHON CMecH
co ctanuu (a). Hampumep, Boigenenne Ha ctaauu (b) MOKHO OCYIIECTBIATH MOCPEACTBOM KPHUCTAIUIU3AINA TTPH
J00aBIICHUH aHTUPACTBOPUTENS K PEaKIIMOHHON CMECH €O CTaanu (a). AHTHPACTBOPUTEIh MOXKET MIPEACTABIAT
co6oit C;-Cs criupT (HammpuMep, METaHOJ, dTaHOJI, H30MPOITAHOI, OyTaHOJI U T.J.), BOIY WK UX CMECh, IPEIITOY-
TUTETHHO BOAY. XOTS KOJIMIECTBO TIPUMEHIEMOTO aHTUPACTBOPHUTENS HE NMEET KOHKPETHBIX OTpaHHYCHHUH, aH-
TUPACTBOPHUTEIb MOXET OBITh NMPUMEHEH, HAllPUMEp, B MAaCCOBOM OTHOIICHWHU B JuamazoHe oT 2 mo 20 pas,
TPEIOYTUTENHHO OT 3 10 10 pa3, Ha ocHOBaHMU coeanHeHHs (GopMyibl 2. CTaIHIO BBIICICHUS MOKHO TaKKe
MIPOBOAMTE MPH Temrieparype B auamnazoHe oT 0 mo 40°C, npennoututensao ot 20 go 30°C. IToaToMy cmoco6
HACTOSIIETO U300PETEHHS MOYKHO OCYIICCTBIATH B MATKUX YCIIOBHSIX; MTOSTOMY OH HPHUEMIIEM JJIsI MacCOBOTO
MPOMBIIIJICHHOTO MTPOU3BOJICTBA.

Hacrosiee n300peTeHre B paMKax CBOEro 00beMa BKIIFOUACT B CeOsI HOBBIC MPOMEKYTOYHEIC COCTUHCHUS,
UCIIOJIb3YEMBIC B YKa3aHHBIX HOBBIX CIIOCO0AX.

Takum obOpazom, B HACTOSIIEM M300peTeHUHU obecrieueH N-(5-amuHO-4-METOKCH-2-
MopdonrHOoheHm)akpriIaMuI (coequHeHne GopMydsl 3).

Kpome Toro, B HacrosmeMm u300peTeHHWH obecredeH TpeT-OyTuii-(5-akpuiaMuao-2-MeTOKCH-4-
MopdomrHOoheHmT)kapbamar (coenuHeHue POPMYIIBI 4).

Kpowme Toro, B HacTosmeM n300peTeHnH 00ecTieueHo coeMHEeHNEe (POPMYJIBI 5 WIIH €ro COJTb

dopmyna 5
0

.
/O\©\ (@]
N
H
[ j Y
O
rae Y mpeacTaBiseT coOOM TajoreH.

Kpome TOoro, B HacrosimieM wu300pereHMM  olecriedeH  TpeT-OyTHiI-(5-aMHHO-2-METOKCH-4-
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MopdosmHOenmn)kapdbamar (coeanHeHue GopMyIIs 6).

Bomee Toro, B HacrosmeM H300peTeHUU oOecmeueH TpeT-OyTHi-(2-MeToKCH-4-MOp(HOITHHO-5-
HUTpOodeHmT)kapoamar (coenquHeHne GopmMyIsl 7).

[IpuBeneHHpIC HIKE MPUMEPHI MPEIIOKEHBI TOJIBKO B LENSIX WITIOCTPAINH M HE TPEAHAa3HAYEHBI IS OT-
paHudeHuss o0beMa H300PETCHHS.

ITpumep 1. IMomydaenne 1-(2-xnoprupumuauH-4-mn)-3-hernn- | H-mupason-4-kapbansaeruaa (coenuuenue 13).

Cwmech 2,4-muxnopmmpumuanna (30,0 r, 0,201 mons), kapbonaTa kamus (55,6 r, 0,402 MOJIb) M TUMETHII-
dbopmamuma (180,0 M) oxmaxkgamu mo 0-5°C wm BmociencTBUHM A00aBIsM K Hel 3-denun-1H-mupason-4-
kapOamsaerun (41,6 T, 0,242 Monb). PeakiimoHHyI0 cMech IepeMeNInBaiy B TeUeHHE 15 4 1 BIOCIEACTBHH K HEH
nobaBmsuH ounIeHHY0 Boxy (1,2 ). [TomydeHHOE TBEpAOE BEMIECTBO (GUIBTPOBAIH U BITOCICACTBUH CYIIIN B
BaKyyMe ¢ noxyueHneM 48,8 T ykazaHHOTO B 3aroJIOBKe coeMHEeHus (BbIXoa: 85,1%).

'"H-SIMP (400 MTI'tr, DMSO) & 10,08 (¢, 1H), 9,52 (c, 1H), 8,94-8,95 (1, 1H), 8,09-8,10 (1, 1H), 7,96-8,01
(M, 2H), 7,52-7,55 (M, 3H).

[pumep 2. [Monyuenne tper-0yTHi-(4-Pprop-2-MmeTokcu-5-auTpodeHmn)kapbamaTa (coeTuHEHHE §).

Cwmech 4-dprop-2-merokcn-5-autpoanminHa (60,0 r, 0,322 mons) u auxiopmerana (500,0 M) oxnaxaanu
1o 0-5°C. K cmecu nobasmsuma pactBop aubdyTraukapoonata (91,5 r, 0,419 mounp) B quxiopmetane (120,0 M),
4-mumetmtamuHOupuanH (3,9 1, 0,032 Monb) u TpudTHIAMuH (65,2 T, 0,645 Monb). PeakimonHyro cMmech Te-
pemermmBanyu mpu 20-30°C B TeueHue 4 4 M BIIOCJICIACTBUN KOHIEHTPHUPOBAIHU NIPH MOHKEHHOM JaBIEHUH C
noxydeHreM 92,3 r yka3zaHHOTO B 3arosioBke coeanHeHus (Berxox 100,0%).

'"H-SIMP (400 MI'u, CDCl) & 8,88 (1, 1H), 6,98 (c, 1H), 6,72 (x, 1H), 3,95 (c, 3H), 1,54 (c, 9H).

[Mpumep 3. INonyuenne Tper-0yTHiI-(2-MeTOKCH-4-MOpdoHO-5-HUTpOodeHm)kapbamara (coeanHeHue 7).

Cmech TpeT-0yTui-(4-dprop-2-merokcu-S-autpodennn)kapbamara (92,3 1, 0,322 momb), aleTOHUTPHIIA
(600,0 M), qum3onpormmmTiwiamuna (54,1 1, 0,419 mons) u Mmopdonuna (36,5 T, 0,419 Moup) HarpeBaym ¢ 00-
PaTHBIM XOJIOAWIBHUKOM TIPH IEPEMEIINBAHUH B TeUEHHE OKOJO 3 4. PeaklIMOHHYI0 cMeCh KOHIICHTPHUPOBAIH
TIPY TIOHI)KEHHOM JIaBJICHUH ¢ moirydeHrneM 99,0 r yka3aHHOTO B 3aTOJIOBKE COCTMHEHHS.

'H-SIMP (400 MI', CDCl3) & 8,71 (c, 1H), 6,92 (¢, 1H), 6,57 (c, 1H), 3,95 (c, 3H), 3,86 (, 4H), 3,03 (1,
4H), 1,53 (c, 9H).

[Tpumep 4. [Tomyuenne TpeT-0yTHII-(5-aMUHO-2-MeTOKCU-4-MopdomHoheHmn)kapbamara (coemuHeHue 6).

Cwmech TpeT-0yTiii-(2-MeTokcu-4-mopdonuHo-S-autpodennn)kapbamara (120,0 T, 0,340 Mob), TeTparua-
podypana (1,2 i), aranona (1,2 1), popmuara ammonus (180,0 r, 2,854 Moins) u cMecu nayutaguid/yraepon (12,0 r)
nepemernBamy npu 15-25°C B Tedenue 2 4 U BINOCIECACTBUH (GMIBTPOBAIH Yepe3 IETUTOBYIO TOIOXKKY. [Toiry-
YCHHBIH (PUIBTPAT KOHIICHTPUPOBAIX TPHU MOHMKCHHOM JABJICHUU. BIIOCIEICTBUM K MOTYYEHHOMY OCTaTKy HO-
GaBisun auxiopmetad (1,4 1) u ounniennyro Boay (1,0 1), mocie yero nepemenBany B TeueHue 1 4. Otnenen-
HBI OpraHUYECKUN CJION KOHLEHTPUPOBAIU MPU MOHMKEHHOM JaBiieHuu ¢ nosiydenueM 100,5 r ykazaHHOTO B
3aroJioBke coequHeHus (Bbrxon 91,5%).

'"H-sIMP (400 MI'u, CDCl3) & 7,59 (c, 1H), 6,97 (c, 1H), 6,60 (c, 1H), 3,95 (t, 4H), 3,80 (c, 3H), 2,87 (1,
4H), 1,51 (c, 9H).

IMpumep 5. IMomydenue TpeT-O0yTHII-(5-akprnamMuno-2-MmeTokcu-4-Mmopdonnuodenun)kapdbamara (co-
enuHeHue 4).

Cwmech TpeT-0yTmin-(5-amuHo-2-MeTokch-4-mopdonmurodenmn)kapodamara (10,0 r, 0,031 Mob), aeTOHUT-
pwra (100,0 mur), 6ukapoonara warpust (7,8 T, 0,093 mMons) u xnmopuaa 3-xnopnponuonuina (5,1 r, 0,040 mMomb)
nepemernBany pu 20-30°C B teuenne 1 4 ¢ oOpazoBaHueM TpeT-0yTHiI-(5-(3-XJI0pIponaHaMuI0)-2-MeTOKCH-
4-mopdommuodenmn)kapdbamara (coenunenue 5). K peaknmonHo# cmecm ao0aBmsum TpwdTWwiamuH (31,3 T,
0,309 Moub) 1 HarpeBau ¢ 0OpaTHBIM XOJOIMIHPHIUKOM TIPY MTEPEMEIINBAHNN B TEUSHUE OKOJIO 7 U, OXJIKIAIN
10 20-30°C u BriocneAcTBUM QUIBTPOBATH. [lomydeHHBINH GUIBTPAT KOHIEHTPUPOBAIN MPU TIOHWKCHHOM J1aB-
JIeHWH ¢ monydeHneM 11,5 r yka3zaHHOTO B 3aroioBke coeanHeHus (BeIxox 98,5%).

'"H-5IMP (400 MI'u, CDCl3) 8 9,11 (¢, 1H), 8,38 (¢, 1H), 6,91 (c, 1H), 6,69 (c, 1H), 6,41 (z, 1H), 6,27 (t,
1H), 5,74 (n, 1H), 3,85 (M, 7H), 2,84 (T, 4H), 1,52 (c, 9H).

[Mpumep 6. [Nonyuenne N-(5-amuHO-4-MeTOKCH-2-MOpdoIMHOPEHIT)aKkpriIaMuaa (coeanHeHue 3).

CmMmech TpeT-OyTii-(5-akpmiiaMuno-2-mMetokcu-4-mopdonuaodennn)kapoamara (38,0 r, 0,100 monb), sTa-
Houa (380,0 M) M KOHIIECHTPUPOBAHHOM COJISTHOM KUCIOTHI (52,4 T, 0,503 Moup) mepememuBany npu 50-60°C B
TeyeHune 2 4. Peaknmonnyro cmech oxnaxgamu a0 20-30°C. K peaknnoHHON cMecH M0OaBISIIN AUXJIOPMETaH
(500 mut), ounmennyro Boxy (500 M) u OukapOonat Hatpus (63,4 T, 0,755 MOJB) ¥ BIOCIECACTBUH ITEPEMEIIIH-
Banu B TeueHue | 4. OTIOCICHHBIN OPraHUYECKUI CIIOM KOHIICHTPUPOBAIU IIPY MTOHMKCHHOM JIaBJICHUU C TMOJY-
yeHueM 25,4 T yKa3aHHOTO B 3arojoBke coeAnHeHus (Boixoa 91,7%).

'"H-sIMP (400 MI'n, CDCl3) & 8,67 (¢, 1H), 7,96 (c, 1H), 6,68 (c, 1H), 6,36 (z, 1H), 6,25 (, 1H), 5,74 (x,
1H), 3,83 (m, 9H), 2,83 (1, 4H).

Mpumep 7. Tlomyuenme N-(5-(4-(4-dbopmmin-3-pennn-1H-nupa3zod-1-mm)mupuMuguH-2 -HI1aMIHO )-4-
METOKCH-2-MOpGOIMHOPEHIT )aKkpriiaMua (CoennHeHue 2).

Cmech N-(5-amuHO-4-MeTokcH-2-Mopdommaodpenmn)akprmiamuna (0,2 r, 0,721 mmons), Terparuapodypa-
Ha (2,0 m), 1-2-xmopnupumuanH-4-wmn)-3-denmn-1H-mupazon-4-kapoanpaeruma (0,2 1, 0,721 MMOmb),
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tpuc(mubenswuaeHaneron)aunawiaaus (0,03 1, 0,036  wmMmomb),  4,5-Ouc(mudenmwidochuno)-9,9-
mumertmikcanted (0,04 T, 0,072 mmons) u kap6oHat 1esus (0,47 r, 1,442 MMOJIb) KUIIATAIH ¢ OOPATHBIM XOJIO-
JUIBHUKOM IpU MEpeMENIMBaHUU B TeueHHe 16 u. Peaknuonnyro cmech oxnaxganu no 20-30°C u Bnocnenct-
BUU MEJICHHO NOOABISITH OYHIIeHHYIO Boay (2,0 mun). [ToaydueHHOE TBepIoe BEmIECTBO (MIBTPOBAIN U BIIO-
CIICZICTBHU CYIIMJIM B BakyyMme ¢ moinydenreM 0,32 r yka3aHHOTO B 3ar0JIOBKe coenuHeHus (Berxox 84,4%).

'H-sIMP (400 MI', DMSO) & 10,15 (c, 1H), 9,95 (m, 1H), 9,17 (c, 1H), 8,98 (w, 1H), 8,62 (x, 1H), 8,37
(c, 1H), 8,02 (M, 2H), 7,51 (m, 3H), 7,38 (m, 1H), 6,94 (¢, 1H), 6,73 (an, 1H), 6,30 (x, 1H), 5,80 (1, 1H), 3,90 (c,
3H), 3,82 (1, 4H), 2,86 (T, 4H).

Ipumep 8. TIlomyuenme N-(5-(4-(4-bopmmun-3-penmi-1H-nupazon-1-uia)mupuMuanH-2-AIaMIHO )-4-
METOKCH-2-MOphOIMHOPEHIT )aKkpriiaMua (CoennHeHue 2).

Cmech  N-(5-amuHO-4-MeTokcH-2-MopdonuHodpennn)akpunamuaa (1,0 1, 3,606 wmmoms), 1-(2-
XJIoprnupuMuIrH-4-ui)-3-penmn-1 H-nupazon-4-kapbansaeruaa (1,0 v, 3,512 mmons), Oyranona (15 mi) u
KOHII. cosstHON KucioTh! (0,03 mur, 0,361 Mmop) nepemenuBanmu ipu okosio 80°C B Teuenue 16 4. Peakumon-
HYI0 cMech oxJaknanu g0 50°C u BHocneAcTBHH K Hel MeyieHHo no0aBisum dtuianerat (20,0 mur). I[Tomyden-
HOE TBEPJIOC BEIISCTBO (hUILTPOBAIN U BIOCIEIACTBHU CYIIWIA B BaKyyMe C MOJIy4YeHHueM 1,23 T yKa3aHHOTO B
3aroJIOBKe coeHEHUs (BbIxon 64,9%).

'"H-5IMP (400 MI', DMSO) & 10,15 (c, 1H), 9,95 (m, 1H), 9,17 (¢, 1H), 8,98 (m, 1H), 8,62 (x, 1H), 8,37
(c, 1H), 8,02 (™, 2), 7,51 (m, 3H), 7,38 (1, 1H), 6,94 (c, 1H), 6,73 (mn, 1H), 6,30 (1, 1H), 5,80 (1, 1H), 3,90 (c,
3H), 3,82 (1, 4H), 2,86 (T, 4H).

Mpumep 9. Tomyuenme N-(5-(4-(4-dbopmmi-3-pennn-1H-nupa3zodn-1-mwm) mupuMuguH-2 -HI1aMIHO )-4-
METOKCH-2-MophoIrHOEHWIT)aKpruiiaMuia (coeTnHeHue 2).

Cmech TpeT-0yTHi-(5-akpriaMuio-2-MeTokcH-4-mophommuodenmn)kapdbamara (0,25 r, 0,662 Mmodb), 1-
(2-xmoprimpumuanH-4-un)-3-pennn- 1 H-mupazon-4-kapbansaeruma (0,20 r, 0,702 mmonp), Oytanona (2 mu) u
KOHII. cossiHoM kucnoThl (0,08 mii, 0,066 Mmosb) nepeMenuBanu npu okosio 80°C B Teuenue 16 4. Peakiuon-
HYIO cMech oxJakaanu 1o 50°C u BHOCIEACTBUU K HEl MeayieHHo no6asismy strinaneTat (20,0 mun). [Tomyden-
HOE TBEpJ0e BEIIECTBO (DMIBTPOBAIN M BIOCIEACTBUU CYIIMIN B BaKyyMme ¢ moxydeHueMm 0,2 T yka3aHHOTO B
3aroJioBke coennHeHus (Berxon 57,4%).

'H-SIMP (400 MI'y, DMSO) & 10,15 (c, 1H), 9,95 (m, 1H), 9,17 (c, 1H), 8,98 (w, 1H), 8,62 (n, 1H), 8,37
(c, 1H), 8,02 (m, 2), 7,51 (M, 3H), 7,38 (a, 1H), 6,94 (c, 1H), 6,73 (an, 1H), 6,30 (a, 1H), 5,80 (z, 1H), 3,90 (c,
3H), 3,82 (T, 4H), 2,86 (T, 4H).

IIpumep 10. IMomyuenne N-(5-(4-(4-((mumeTmmamuno )MeTHN)-3-pernn-1H-mupazon-1-wn)nmupumMuana-2-
WJIAMHHO )-4-MeTOKCH-2-MOopoauHOoheHnT )akpuaamMuaa (coequHerue 1).

Cwmech  N-(5-(4-(4-popmun-3-pennin-1H-nmpazon- 1 -mn)nmupuMunH-2 -uiaMuHoO )-4-MeToKcH-2-Mopotn-
Ho(enmn)akpmwiamua (3,0 r, 0,006 moms), aumetmnaneramuaa (30,0 mu), ruapoxiopuna numeruiaamuHa (0,9 T,
0,011 momp) n aumzonpormwmdTHIamMuHa (3,7 T, 0,029 Monp) nepemermmBany npu 20-30°C B Tedenne 1 4. Tpu-
anerokcubopruapun Hatpus (3,6 T, 0,017 Moyb) NOOABISUIA K PEaKIIMOHHON CMECH, KOTOPYIO BIOCIICICTBHU
nepememuBain npu 20-30°C B Tedenne 1 4. Ounmennyo Boay (30,0 Mir) mo0aBisuM K peaKIMOHHOW CMECH,
KOTOPYIO BITOCIICIICTBUM IepeMenInBaiu B TeueHue | 4. [TomydeHHOE TBepAOE BEIICCTBO (PHIBTPOBATH IIPH TO-
HIDKCHHOM JaBIICHUH W BIIOCIICJCTBUH CYIIMIN B BAKyyME C TIOJyYCHHEM 2,9 T YKa3aHHOTO B 3aTOJIOBKE COCIIH-
HeHus (BeIxox 92,0%).

'H-sIMP (400 MI'u, DMSO) 8 9,15 (c, 2H), 9,08 (c, 1H), 8,54 (n, 1H), 8,18 (c, 1H), 8,05 (1, 2H), 7,48 (M,
2H), 7,36 (m, 1H), 7,34 (n, 1H), 6,96 (c, 1H), 6,74 (x8, 1H), 6,44 (1, 1H), 5,85 (n, 1H), 3,91 (c, 3H), 3,82 (c,
4H), 3,46 (1c, 1H), 2,86 (c, 4H), 2,21 (c, 6H).

DOOPMYVYIJIA N30BPETEHMA

1. Cnoco6 momydenust  N-(5-(4-(4-dpopmmn-3-dennn-1H-nupa3zoi-1-um) mupuMuIuH-2 -HIaMIHO )-4-
METOKCH-2-MOp(OINHOPEHNIT)aKpHUIIaMH/Ia, BKIIOYAIOUIHH PEeakHio TpeT-0yTHi-(5-akpuiaMuao-2-MeToKCH-4-
MopdomuHopeHmT)kapbamaTa wim N-(5-aMuHO-4-MeTOKCH-2-MOpdomrHOPEHIIT)aKpHIaMHuIa C COCAUHCHUEM
¢dopmyisr 13

®opmyna 13

rie Z npencTasiser co0oi rajaoreH.

2. Cnoco6 no 1.1, B kotopom N-(5-aMuHO-4-MeTOKCH-2-MOPOIMHODEHIIT )aKpUIIAMH/L TTOJTy4eH peaknuen
TpeT-0yTHi-(5-akpuinaMuio-2-MeTokcH- 4-mopdonmHopenm)kapdamara ¢ KHCIOTOH.

3. Croco6 mo 1.2, B KOTOPOM KHCJIOTa NPEACTABISIET cOOOHW OIHY WM 0ojiee KUCIOT, BEIOpAHHBIX U3
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TPYIINEI, COCTOSIICH U3 COMSTHON KUCIIOTHI, CEPHOW KHCIOTHI, (OCHOPHON KUCIOTHI, a30THOM KHCIOTHI, YKCYC-
HOW KUCIIOTHI, MypPaBBHUHOM KHCIIOTHI, CYJIb(OHOBOW KHCIOTHI U M-TOIYOJICYIb(HOHOBOMH KHCIOTHI.

4. Cmoco6 mo ml, B  KOTOpOM  peakmuio  TpeT-OyTHi-(5-akpuiaMum0-2-MeTOKCH-4-
MopdonrHOoheHmT)kapbamara ¢ coennHeHuEM QOpMYITbI 13 TPOBOIST B MPUCYTCTBUN KUCIIOTHI.

5. Croco6 mo m.4, B KOTOPOM KHCIIOTa TPEACTaBIsAeT COOOW OJHY WIJIM OOJiee KHUCIIOT, BBIODAHHBIX U3
TPYIIIBI, COCTOSIIECH U3 COJSTHOW KHCIIOTHI, CEPHOM KUCIOTHI, (POCHOPHON KUCIOTHI, a30THON KHCIIOTBI, YKCYC-
HOW KHCIIOTHI, MypaBbUHOM KHCIIOTHI, CYJIb(OHOBOM KHCIOTHI U M-TOIYOJICYIb(OHOBOIN KUCIOTHI.

6. Croco6 mo 1.1, B koTopoMm peaknuto N-(5-aMuHO-4-METOKCH-2-MOpoTuHO(ESHIT)aKpriIaMuaa ¢ co-
earHeHNEeM (OpMYJIEI 13 MPOBOMAT B MPUCYTCTBUU METAILIHYCCKOTO KaTalu3aTopa, JINTaHIa U OCHOBAHUSI.

7. Cnocob 1o 1.6, B KOTOPOM METaJUIMYECKUH KaTaau3aTop IpeacTaBisieT co0oi ouH min Oosee KaTaiu-
3aTOPOB, BEIOPAHHBIX U3 TPYIIIEL, COCTOSAIICH U3 TAJUTAINS, MEIH, JKelie3a, KaIMUsl, [IMHKA ¥ HUKEJIS.

8. Croco0 1o 1.7, B KOTOPOM METAJUIMYECKUN KaTalu3aTop MPEICTABISACT COOOM aleTaT mayurtaaus, are-
THJTANCTOHAT MaITa s, Ouc(IHOCH3MINACHAIICTOH )TAJIa Ui W TPUC(TNOCH3UIH ICHAIICTOH ) IUTIAIIIa T H.

9. Crioco6 mo m.6, B KOTOPOM JIMTaHJ MPEACTaBIsIeT COOON OMUH MM 0OJee JIMTaHIOB, BEIOPAHHBIX U3
TPYIIBI, cocTosmeH u3 2,2'-6uc(mupennmndocduno)-1,1'-6unadranuna, 1,1'-6uc(audennndocduno)dpeppornena
u 4,5-6uc(mudennndocduHo)-9,9-mumMmeTHIKCAHTEHA.

10. Cnoco6 1o 1.6, B KOTOPOM OCHOBaHHE TpeICTaBseT co00it 0HO MM 0oJiee OCHOBaHWH, BEIOPAHHBIX
W3 TPYIIIBL, COCTOSIIEH M3 TpeT-OyTOKcHIa Kaius, THAPOKCUAA HATPHUs, THAPOKCHAA Kanus, THAPWUAA HATpPUS,
kapOoHaTa HaTpws, KapOoHaTa Kamus, Qochara xkamms, ¢ocdara HaTpusa, kapboHara 1e3us, 1,8-
nmuazabuiukino[5.4.0]yanen-7-ena, 1,4-quazabunukino[2.2.2]okrana, 1,5-nnazadurukino[4.3.0JHoH-5-eHa, MUpH-
JIMHA, TPUITWIAMUHA, JUH30NPOTIHIAMAHA U JHH30MPOIHIITHIAMUHA.

11. Cnoco6 mo m.1, B koTopoM peakimto N-(5-aMuHO-4-MeTOKCH-2-MOP(HOITUHO(DEHIIT)aKpHIaMUaa ¢ Co-
eanHeHHEeM (HOpMYJIBI 13 MPOBOMAT B MPUCYTCTBUU KUCIIOTHL.

12. Crioco06 mno 1.11, B KOTOpOM KHCIIOTa MPENCTaBIsIeT cOOOH OIHY WM OoJiee KHCIOT, BEIOPAHHBIX M3
TPYIINEI, COCTOSIIICH U3 CONMSTHON KUCIIOTHI, CEPHOW KHCIOTHI, (OCHOPHON KUCIOTHI, a30THOM KHCIOTHI, YKCYC-
HOW KHCIIOTHI, MypaBbUHOM KHCIIOTHI, CYJIb(OHOBOM KHCIOTHI M M-TOIYOJICYIb(POHOBOIN KUCIOTHI.

13. Cnoco6 mo mobomy wm3 mm.l-12, B KOTOpoM TpeT-OyTHiI-(5-akpuiiaMu10-2-MeTOKCH-4-
MopdoarHOoheHmT)KapbaMar MoIydeH CrocoOoM, BKIFOYAIOITIM

(i) peakuio Tper-0yTHiI-(5-aMuHO-2-MeTOKCH-4-MopdonrHOeHmT)kapbamara ¢ CoeTMHEHUEM (OPMYJIIBI
11 ¢ o6pazoBarreM coenuHeHUS GOPMYIIBI 5; U

(i) peakmuio coeguHeHHs (HOPMYIBI 5 C OCHOBAaHHMEM C TOJYYCHHEM TpeT-OyTwiI-(5-akpuiraMumo-2-
MeToKcu-4-MopdonnHopeHmT)kapbamara:

®opmyna 11
O

X Y
®dopmyna 5
Q

HN)I\O
~ 0\@ o
N
H
N J\L
J
C

rae X 1 Y He3aBUCUMO JPYT OT JIpyra MPeACTaBISIOT cOO0# rajoreH.

14. Crioco6 1o 1.13, B koTopoMm ctaauto (i) u craguio (ii) MPOBOIAT B OAHOPEAKTOPHOM peaKIuu Oe3 BbI-
JIETICHIS COCTUHEHUS (OPMYIIHI 5.

15. Croco6 1o m.13, B KOTOpOM peakmuio ctafauu (i) Wik peakunto ctaaud (ii) MPOBOIAT B MPUCYTCTBUU
OITHOTO WM O0Jiee OCHOBaHMM, BEIOPAHHBIX M3 TPYIIIBI, COCTOAIICH U3 TPET-OyTOKCHIAa Kalus, THAPOKCHAA Ha-
TpHs, TUAPOKCHIA Kausl, THIPOKCUIA JTUTHS, TUAPUAA HATPHs, KapOOoHATa HATpHs, OMKapOOHATa HATPU, Kap-
Oonara Kkamms, Qocdara kammsa, Qocdara Harpms, 1,8-mmazabunuxiio[5.4.0lynnmen-7-ena,  1,4-
nmuazabumkino[2.2.2]okrana, 1,5-mua3adunukino[4.3.0]HOH-5-¢Ha, MUPHUIUHA, TPUITUIAMHUHA, TUH30IMPOIIIA-

MHHA U AUU30IPOIMIITHIAMHUHA.
16. Cnoco6 mo m.13, B koTopoMm TpeT-OyTmi-(5-aMuHO-2-MeTOKCH-4-MopdonuHOpeHm)kapdamar moiy-
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YeH BBIIIOJIHEHHEM BOCCTAHOBJICHUS TPET-0yTHII-(2-MeToKcH-4-MopdonHO-5-HUTpOodeHuT)kapbamara.

17. Cnoco0 mo m.16, B KOTOPOM BOCCTAHOBJICHHE MPOBOJAT C HCIOIB30BAHHUEM BOCCTAHABJIHMBAIOIICTO
areHTa, BRIOPaHHOTO U3 TPYIIHI, COCTOSIIEH U3 MypaBEUHON KUCIIOTH U (JOpMHATa aMMOHHSI.

18. Crioco6 1o 1.16, B KOTOPOM BOCCTaHOBJIEHUE TIPOBOJAT B MPUCYTCTBHH KaTall3aToOpa, BEIOPAHHOTO W3
TPYIIIBI, COCTOAIICH U3 MaJUTaHs, CMECH TaJUTaIHi/yTaepo, IHHKA, MEAH, MaTHHS U TUIATHHBL.

19. Crioco6 1o 1.16, B KOTOpoM TpeT-0yTHiI-(2-MeTOKCH-4-MopdonHO-5-HUTpOoPeHMT )KapOaMaT MoTydeH
peakiueit TpeT-0yTii-(4-GTop-2-MeTOKCH-5-HUTpOQeHMIT)KapdaMaTa ¢ MOPHOIHHOM.

20. Crroco0 1o 11.19, B KOTOpOM peakIiio MPOBOAAT B MPUCYTCTBHU OJTHOTO MM OoJiee OCHOBaHUH, BEIOpaH-
HBIX M3 TPYHIIBL, cocTosmied u3 ruapuna Hatpus, Ci-Cg ankokcuna Harpusi, Ci-Cg ankokcua kanus, kapOoHarta
HaTpus, KapOoHaTa KaJis, KapOoHaTa JIMTH, KapOoHaTa 1ie3usi, OukapOoHaTa HaTpusi, OMkapOoHaTa Kamus, ¢oc-
(ara KaJjus, 1,8-nuazaburmkio[5.4.0]yanen-7-cHa, 1,4-mna3zaduiukino[2.2.2]okTaHa, 1,5-
Juazabunukiol[4.3.0]JHoH-5-eHa, NUpUANHA, TUMETHIAMUHOITMPHUINHA, TPUITHIIAMIHA U TUN30TPOIIII THIAMHHA.

21. Cnoco6 o 11.19, B koTopoM TpeT-0yTni-(4-hTop-2-MeToKCcH-5-HUTpodeHmT)Kapdamar MmojIy4eH peak-
el 4-GTop-2-MeToKCH-5-HUTPOAHWINHA ¢ TUOY THIIANKapOOHATOM.

22. Crioco6 mo obomy u3 mi.1-12, B koTopoM coenuHeHue GopMymsl 13 momydeHo peakiueil coeamne-
Hus hopmyisl 14 ¢ 3-pernn-1H-mupazon- 4-kapOaibaeruioMm

dopmyna 14

NZ

PN |

Z N VA
rne Z v Z' He3aBUCHMO APYT OT ApYTa MPEICTaBISIOT COOOH rajloreH.
23. N-(5-AMuno-4-MeToKcH-2-MOpHOIMHODEHHUIT )aKPUITAMHEL.
24. tper-bytun-(5-akpunamuno-2-mMetokcu-4-mopdonrHodenm)kapbamar.
25. Coenqunenue HOpMyIBI 5 WK €T0 COIb
CDopMyna 5
O

[Oj
rae Y mpecTaBisieT co0oi rajJoreH.

26. tper-byrnn-(5-amuHo-2-MeTokcu-4-MopdonuHopenu)kapdbamar.
27. tper-bytnn-(2-merokcu-4-MopdoianHO-5-HUTpOoheHnT)Kapoamar.

@ EBpa3suiickasi naTeHTHas opraHusauusi, EAMB
Poccus, 109012, MockBa, Manblit Yepkacckuii nep., 2
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