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O0J1acTh TEXHHKH, K KOTOPOi OTHOCHTCS M300peTeHHe

Hacrostmiee n300peTeHHE OTHOCHTCS K HOBOMY CIOCOOY moiydeHHs 2-amuHO-N-[7-MeTokcu-8-(3-
MOP(OTHH-4-HITIPOTIOKCH )-2,3-TUTHAPOUMHIIA30] 1,2-C|XMHA30IUH-5 - 1T |TUpUMUATUH-5-KapOokcaMuaa (10),
TUTHIPOXJIOpHIA 2-amMuHO-N-[ 7-MeToKCcHu-8-(3-MopdhomH-4-unmponokcn)-2,3-muruaponmMuaasolf 1,2-
c]XvuHa30MMH-5-uI | TupuMUANH-5-KapOokcamuaa  (11),  muruapoxiopuma  2-amuHO-N-[7-mMeTokcu-8-(3-
MOP(OTHH-4-HITIPONIOKCH)-2,3-TUTHAPOUMHIA30] 1,2-C|XMHA30IUH-5 -1JT |TUPpUMUIIH-5-KapOokcaMua TruapaTta
I wu gurugpoxmopuma  2-aMHHO-N-[7-MeTOKCH-8-(3-MophonnH-4-umponokcn)-2,3-muruaponmuaasol 1,2-
C]XHWHAa30MH-5-1JI | TUpUMUANH-5-KapOokcamuaa ruapara I, Kk HOBBIM NPOMEXKYTOUHBIM COSAMHEHUSM H K
MPUMEHCHHUIO YKa3aHHBIX HOBBIX MPOMEKYTOUHBIX COCITUHCHHN AJIs1 IPUTOTOBJICHUS YKa3aHHOTO 2-aMUHO-N-[7-
METOKCH-8-(3-MOpHOTUH-4-HINPOMOKCH)-2,3 - TUTHAPOUMHE 30| 1,2-¢|XMHA3OIUH-S -WJT | TUPUMHTAH-5-

kapOokcamuna (10):
o]

(]
D

2-amuHo-N-[7-meTokcu-8-(3-mophonun-4-unnponokeu)-2,3-AUruApouMnaaso-

NH,

-[1,2-c]xunasonun-5-nanupumuaus-5-kapbokcamua,
KOTIAHJIUCUB,
(10);
JUTHIPOXJIOPULL 2-amuHO-N-[ 7-MeToKcH-8-(3-MoponmmH-4-mmnpornokcen)-2,3-auruaponmuaasol 1,2-
C]XMHA30IMH-5-MT | IUpUMUIUH-5-Kapookcamua (11):
o

]
D
f@Q ~

=
N~ NH,. 2 HCI

2-amuHO-N-[7-MeTokcu-8-(3-MophoauH-4-HANPONOKCH)-2,3 - AMTHAPOUMHAA30-
-[1,2-c]xuHa30aMH-5 -] MUPUMHUANH-5-KapOOKCaMHUA AUTHAPOXJIOPUA,

an,

JTUTHIIPOXIIOPHT 2-aMuHO-N-[ 7-MeToKCH-8-(3-MophomH-4-Unmponokcn)-2,3-muruapouMuaasol 1,2-
C]XMHA30MH-5-1T | IUpUMUINH-5-KapOokcaMuaa ruapar [ u
JUTHIPOXJIOPULL 2-amuHO-N-[ 7-MeToKcH-8-(3-MoponmmH-4-mmnpornokcen)-2,3-auruaponmuasol 1,2-

C|XUHA30IHMH-5 -1 |THpUMHINH-S5-KapOokcamuaa rumapar 1.

Hacrosiee n300peTeHne Takke OTHOCUTCS K THApaTaM TUTHIAPOXJIOpUIA KOMAHINCHOAa B Ka4ecTBE CO-
€MHEHUH.

Ipeanockliku co3nanus U3o0peTeHUs

2-AmuHO-N-[ 7-MeToKCcH-8-(3-MophonuH-4-UanponokcH)-2,3-muruapouMuaasol 1,2-c|xuHa3onua-5-

Wi mupuMuInH-5-kapookcamun (10) (mayee B HacToOsIIEM OmMMCaHUU 0003HAYaeTCs Kak "KomaHiaucub'"), mpen-
CTaBIISET cO00Il 3aIMaTeHTOBaHHOE POTHBOPAKOBOE CPEICTBO C HOBBIM MEXaHHU3MOM JEHCTBHS, HHIHOUpYIOIIee
dhochatuaunuHozuTon-3-kuHa3bl I kmacca (PI3K). Dtot kimace kWHa3 mpeAcTaBiseT coO00H MPUBJICKATEILHYIO
MHUIIIEHb, TOCKOIBKY PI3K urparot neHTpanbHyo poiik MpH Mepeaade KISTOYHBIX CUTHAIOB OT MIOBEPXHOCTHBIX
PeLenTOPOB Ui BEDKUBaHUS U Tpoiudepanuu. KomaHmucnd mposBisieT MUPOKUN CIIEKTP aKTUBHOCTH II0 OT-
HOIICHUIO K OITyXOJISIM Pa3IMYHBIX THCTOJOTHYCCKUX THITOB, KaK in Vitro, Tak U in vivo.

Konannucu6 MoxeT ObITh CHHTE3UPOBAaH B COOTBETCTBHU C METOAAMH, OMUCAHHBIMU B MEXKIYHAPOIHON
narentHoH 3asBke PCT/EP2003/010377, onmy6onmkoBanuoit kak WO 04/029055 A1l 8 ampens 2004 r. (kotopast
BKITIOYCHA B HACTOSIIIECE OMMCAHKE TIOJTHOCTHIO B KAYECTBE CCBUIKH), C. 26 U jajee.

Konannucu6 omy0nukoBaH B MexXAyHapoaHoU naTeHTHoU 3asBke PCT/US2007/024985, omyOmukoBaHHOM
kak WO 2008/070150 A1 12 uronst 2008 r. (koTOpasi BKIIF0OUEHA B HACTOSIIEE OMUCAHNE TIOJTHOCTHIO B KAUECTBE
CCBUTKM), Kak coeAawHeHne w3 mnpumepa 13: 2-amuHO-N-[7-MeTOKCcH-8-(3-MOpOTUH-4-HIITPOIIOKCH)-2,3-
muraaponMuaaso| 1,2-c|XuHa30auH-5 -1l |TUpUMUIH-5-KapOOKCaMUI.

Konanmmcn6 wmoxeT OBITh CHHTE3HPOBAH B COOTBETCTBHM C METOJAMH, IIPEACTABICHHBIMH B
WO 2008/070150, c. 9 u nanee u c. 42 u ganee. JlaHHBIE OMOIIOTHYECKUX TECTOB IS YKA3aHHOTO COCAMHEHUS
tdhopmynst (I) mpencrapnerno 8 WO 2008/070150, ¢. 101-107.
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Juruapoxnopun 2-amuHO-N-[7-MeToKCcH-8-(3-MOpQoNMH-4-UIIPONIOKCH)-2,3-turuiponMua-asol 1,2-
c|xuHa301MH-5 -1 |nupuMHINH-S-KapOokcamuaa (11) (KOTOpbId nanee B HACTOSIIEM ONMMCAHUM 0003HAYaeTCs
KaK " TUTHIpOXIIOpU]] KOTIAaHIMCHOa") oImyOIMKoBaH B MEXKTyHapoIHOM martenTHo# 3asBke PCT/EP2012/055600,
onyosmkoBanHOM kKak WO 2012/136553 11 oktsabpst 2012 1. (koTOpas BKJIIOYEHA B HACTOAIIEE OMUCAHKE IOJI-
HOCTBIO B Ka4€CTBE CCHUIKH), Kak coenuHeHue n3 [Ipumepor 1 u 2: quruapoxmopun 2-aMuHO-N-[7-MeTOKCH-8-
(3-mopdommH-4-unmponokcu)-2,3-muruaponMuasol 1,2-c|XuHa30auH-5 -1 |TUpUMUAIIH-5-KapOokcaMuaa:  OH
MOJKET OBITh CHHTE3MPOBAH B COOTBETCTBHH C METOaMH, IPEICTABICHHBIMHU B YKa3aHHBIX [IpumMepax 1 u 2.

Konanmicn6 MoXKeT CyImecTBOBaTh B OAHOM MIIM HECKOJIBKUX TayTOMEPHBIX (POpMax: TayTOMEphl, HHOTAA
0003HauaeMble KaK TayTOMEpHI C POTOHHBIMU CABHIAMHU, NPEICTABIISIIOT COOO0M /Ba MK OOJbIIE COCIMHEHUH,
KOTOpBIC CBSI3aHBI MHIpAlMEil aToMa BOJOPOJA, COIPOBOXKIAEMON MUrpaliell OJHOTO WIIM HECKOJIBKUX IIpO-
CTBIX CBSI3€H M OJJHOW WJIM HECKOJILKUX KyMYJIHPOBAaHHBIX JBOWHBIX CBS3EH.

Komannmcn6 Mosxer cyiiecTBoBaTh, HaIpuMep, B TayromepHoit popme (Ia), TayromepHoit dpopme (Ib) mmm
tayroMepHoil dopme (Ic) mim MOXeT cymiecTBOBaTh B BHJIE CMECH JI000H M3 3TUX (HOpPM, KaK IPEACTABICHO
Hwke. [logpasymeBaercsi, YTO BCe TaKUe TAyTOMEPHBIE POPMBI BKIIIOYEHBI B 00BEM HACTOSILETO H300pETECHHS:

SIS
B
ll

SIN
oR .

S HOT YN

A
N
)

2

Komnannucnb MoXeT cymecTBoBaTh B BHJE COJIbBATa: CONBBAT I LiENIEil HACTOSIIETO N300pETeHNUs TIpe-
CTaBJIIeT COOOM KOMIIJIEKC PacTBOPUTENS M KOMAHINCHOa B TBEPIOM COCTOSHHU. [IprMephl cobBaTOB BKIIOYA-
10T, HO HE OT'PaHWYHBASICh TOJIBKO UMM, KOMIUIEKCHI KOIIAHINCHOA C 3TAaHOJIOM MJIM METaHOJIOM.

Komannuen6 u aurnapoxiaopua Konamiucuba MOXKeT CYIIEeCTBOBaTh B BUE runapata. [ maparsl npeacras-
JSTIOT co00it criermpuaeckyto GopMy conbBaTa, B KOTOPOM PACTBOPUTENIEM SIBISICTCS BOJIA, I/Ie yKa3aHHas BOJa
SBJISIETCS CTPYKTYPHBIM 3JIEMEHTOM KPUCTAIMYECKOH PEIIETKH KONaHIMCHOa WM IUTUAPOXIOpUIA KONaHIH-
cuba. [IpencraBisercss BO3MOXKHBIM, YTO KOJHMUYECTBO YKa3aHHON BOJIBI CYIIECTBYET B CTEXHOMETPUIECKOM HIIH
HECTEXHOMETPUYECKOM COOTHOIICHHU. B ciydae cTeXMOMETPHUYECKHX THIPAaTOB, BO3MOXHBI IreMHu-, (CEMU-),
MOHO-, TIOJIyTOpa-, IU-, TPU-, TeTPa- WM NMEHTAruApaT KOMamIncuOa Wik AUTHAPOXIopuaa Konammcuba. Tak-
K€ BOJA MOXKET MPUCYTCTBOBATh Ha MOBEPXHOCTH KPHUCTAIUTMUECKOH PEMIETKH KONAaHINCHOa WM AUTUAPOXIIO-
puna xonannucu6a. HacTosmee n300peTeHne BKIIOYAET BCE TAKHE TMAPATHl KOMAHINCHOA MIIM AUTHAPOXIIOPH-
Jla KOTIaHIucuOa, B YaCTHOCTH THUAPAT TUTHIPOXJIOpHIA KoTaHrcnba o6o3HadaeTcs kak "ruapar 1", kak moiy-
YeH M 0XapaKTepPH30BaH B AKCIIEPUMEHTAILHOM pa3Jielie HACTOSIIET0 ONUCcaHus, MK Kak "ruapar I1", xak momy-
YeH M 0XapaKTEePHU30BaH B KCIIEPUMEHTAILHOM pas3/ielie HaCTOSIIEr0 OIMCaHHUI.

Kaxk 6pu10 yKa3zano Bole, konammmcu6 B WO 2008/070150 oruca Ha ¢. 9 u fnanee M MOXET OBITh CHHTE-
3MpOBaH B COOTBETCTBHH C METOaMH, NIPEACTABICHHBIMH B 3TOM JIOKYMEHTE Ha c. 42 U jainee, a IMCHHO:
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Peaknuonnas cxema 1
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Ha peaknmonnoii cxeme | ameraT BaHUIMHA MOXKET OBITH MpEBpaIleH B mpoMexxyTouHoe coeannenue (I11)
C ITOMOINBIO YCIIOBUI HUTPOBAHMUS, TAKUX KaK YUCTAas IBIMAIIAS a30THAS KHUCIOTA WM a30THAsI KACIOTa B IIPH-
CYTCTBUHU JAPYTOM CHIIBHOM KHUCJIOTHI, TAKOW Kak cepHas KucioTa. ['maponus amerata B MpOMEKYTOYHOM COEIH-
Hernuu (I1I) 6ynyT npennonarate B IPUCYTCTBHH OCHOBAaHWH, TAaKUX KaK THIPOKCHI HATPHS, THIPOKCHI JIUTHS
WY TUIIPOKCHJI KaJIusl B IPOTOHHOM PacTBOPHUTENIE, TAKOM KaK METAHOJ. 3aIIUTY MPOMEKYTOUHOT'O COCTMHEHHS
(IV) s momydenust coequHeHui GopmMynsl (V) MOXKHO OCYIIECTBISITH C IOMOIIBIO CTaHAAPTHBIX METOJIOB
(Greene, T.W.; Wuts, P.G.M.; Protective Groups in Organic Synthesis; Wiley & Sons: New York, 1999). IIpe-
BpateHue coeauHeHnit popmyisl (V) B coennHenus popmynsl (VI) MOKHO OCyLIECTBIISATD, HCTIONB3YSI aMMHAK
B IIPUCYTCTBHU HoOJa B allpOTOHHOM pacTBopuTelne, TakoM Kak TI'® mmm nuokcan. BoccranoBneHne HUTPO-
rpynmsl B popmyisie (VI) MOXKHO OCYIIECTBIISITh, UCTIOIB3YS JKENe30 B YKCYCHOM KHCJIOTE WM Ta3000pa3HbIi
BOJIOPOJ B MPHUCYTCTBUH IMOAXOIIETO MAJIaHCBOTO, TUNIATHHOBOTO WIIM HUKEIEBOTO KaTanm3aropa. IlpeBpa-
menne coeauHerui popmyisl (VII) B umunazonwa ¢popmyisl (VIII) Hammydine ocymecTBIsATh, UCTIONb3YS dTH-
JICHIWAMHUH B TPUCYTCTBHM KaTalM3aTOpa, TAaKOro Kak dJEMEHTapHas cepa ¢ HarpeBanweM. L{ukim3anumio co-
equaennid Gopmynsl (VII) B coenuuenus ¢popmyisl (IX) ocymecTBIsAIOT, UCTIONB3YsT OPOMUCTHIN ITHAHOTEH B
MPUCYTCTBIH aMHHOBOTO OCHOBAHUS, TAKOTO KaK TPHUATWIAMHUH, JUH30MPONMIITIIAMAH WIH MUPHUAWH B Tallo-
TCeHUPOBAHHOM pacTBOpUTeNe, TakoM Kak JIXM nim auxiaopaTaH. Y paneHue 3aiuTHol rpynmsl B popmyie (1X)
OyzeT 3aBHCETb OT BHIOPAHHOM TIpyNIBI U MOXKET OBITH OCYIIECTBJIEHO C MOMOIIBIO CTaHAAPTHBIX METO/IOB
(Greene, T.W.; Wuts, P.G.M.; Protective Groups in Organic Synthesis; Wiley & Sons: New York, 1999). Anku-
mupoBanue (eHona B hopmye (X) MOXKHO OCYIIECTBISATH, HCIONB3Ysl OCHOBAaHHE, TaKOe KaK KapOOoHAT Iie3us,
THIPU/I HATPUS WM T-OYTOKCHJI Kalisl B TIOJIIPHOM alipOTOHHOM pacTBopuTede, TakoM kKak JIM®PA mm JIMCO,
C BBeJICHHEM OOKOBOMW IETH, HECYIIEH MOAXOIAIIYI0 YXOAAUIYIO TPYIITY, TaKyl0 KaK TajJloTeHHUN, WIH CyIb(o-
HaTHYIO Tpymny. B 3akirouenne, amunsl Gopmynsl (I) MoryT ObITh 00pa30BaHbI, UCTIOIB3YS aKTHUBHPOBAHHBIE
CIIOXKHBIE 3(HPHI, Takue KaK XJIOPAHTHAPUIBl M aHTUAPUABI KUCIOT WM aJbTEPHATHBHO OOpa3OBaHHEIC, HC-
TOJIE3YsT KapOOHOBBIE KUCIIOTHI M TIOJIXOAIINE CBsA3yIonue areHThl, Takue kak PYBOP, DCC nmu EDCI, B mo-
JSIPHBIX alPOTOHHBIX PACTBOPUTEIISX.
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Peaknmonnast cxema 2
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Ha peakumonnoii cxeme 2 coequnenne Gpopmysst (IV), mpuroroieHHoe, Kak OMHUCAHO BEIIIE, MOXKET OBITH
NpEeBpaIeHO B CTPYKTYpy dopmyisl (XII), ncrmons3ys aMMuak B IPUCYTCTBUU HO/1a B aTpOTOHHOM PacTBOpHTE-
ne, TakoM kak TI'® wnu nuokcan. Ankunuposanue ¢perona B popmyne (XII) MOXKHO OCYIIECTBISITh, HCIONB3YS
OCHOBaHHE, TaKO€ Kak KapOOHAT Le3Msl, THAPHU] HAaTpUsl WIN TPeT-OyTOKCH Kajus, B IOJISIPHOM alpOTOHHOM
pactBopuree, TakoM kak [IM®A wumu JIMCO, ¢ BBeieHHEM OOKOBOM IETH, HECYIIEH TOIXOIAIIYIO YXOISAIIYIO
TpYIIY, TaKyl0 KaK raJOreHH], WIH Cylb(poHaTHYI0 rpynny. Boccranosnenue autporpynnsl B popmyne (XIII)
MOXHO OCYIIECTBIISITh, UCTIOJIB3Ys JKEJIE30 B YKCYCHOM KHCJIOTE WJIM Tra3000pas3HbIl BOJOPOA B MPUCYTCTBUH
MOAXOMSIIETO NMaJTaUeBOro, INIATHHOBOTO MJIM HUKEJIEBOTO KaTanmm3aropa. IIpeBpamienue coenuHeHui Qop-
Myiiel (XIV) B umumazonud Gopmyns! (XV) HaWIydIe OCYIIECTBIATh, UCTIONb3Ys dTHICHANAMHH B TIPUCYTCT-
BHHU KaTaJu3aTopa, TAKOTO KaK dJIeMEHTapHas cepa ¢ HarpeBanueM. [luknm3amuio coequaennit popmyisr (XV) B
coenuHeHUsT hopmynbl (XVI) ocymecTBISIOT, UCTIONB3Ysl OPOMHUCTHIA IIMAHOTEH B MPUCYTCTBHH aMHHOBOTO
OCHOBAHHMSI, TAKOTO KaK TPUITWIAMHH, JUU3ONPONWISTHIAMUH WIN MUPUANH, B TAJIOTCHUPOBAHHOM PAaCTBOPH-
Tene, TakoM Kak JIXM nm nuxnopata. B 3akmodenue, amuabl hopmyis (I) MoryT ObITh 00pa3oBaHbl, HCIONb-
3ysl aKTUBHPOBAHHBIE CIIOKHBIE A(QUPBI, TAKWE KaK XJIOPAHTHAPUABI M aHTHUIPUALI KUCIIOT, WK AlNbTECPHATHBHO
0o0pa3oBaHHbIC, HUCIONB3Yss KapOOHOBBIE KHCIOTHI M TIOAXOMSINNE CBSI3YIOIIME areHThl, TaKHe Kak
PYBOP, DCC unu EDCI, B nossipHBEIX aipOTOHHBIX PACTBOPUTENSAX.

OTu 1Ba yXe U3BECTHBIE IIyTH CHHTe3a, PeaknnoHHble cXeMbl | U 2, ONKCaHHBIE BBIIIE, XapaKTepU3YOTCA
Pa3ITUYHBIMHU HEJIOCTATKAMHM, KOTOPBIE MO3UITHOHUPYIOT B 0COOEHHOCTH TPOOIEMBI B 0OJbIIIEM MacmTade.

[TopunoHHOE HUTPOBAHUE MOJIEKYJIbI, KOTOPAsk UyBCTBUTEIbHA K OKUCIICHHUIO, SIBJISETCS MPOOIEMHBIM IS
OCYIIECTBIICHHS B TIPOMBIIIIIEHHOM Maciutade n3 cooOpaxxeHui O0ezonacHOCTH. B cBsi3u ¢ 3TMM aBTOpamu u30-
OpereHus OblT pa3paboTaH HENPEPBIBHBIN MPOIECC € MOMOINBIO TEXHOJIOTUH MUKPOPEAKINH, KaK MPOUIIIIOCT-
puposano B [Ipumepe 1 (cM. HIDKE).

[TpeBpamenne ampIETUAHON TPYNIBI B HUTPHUI C aMMHAKOM U HOIOM B KadeCTBE PEarcHTOB SIBIACTCA
OTIaCHBIM, TaK KaKk aMMHaK U HOJ MOTYT 00pa30BBIBAaTh TPEXHOMUCTBIN a30T, BRICOKOUYBCTBHTEIHLHOE B3PHIBYA-
TOE BEIIECTBO.

JIIst MUKITM3anny ¢ STUIICHIMaMUHOM B MMHA30JIMHOBOE KOJIBIIO HeoOxoanma cepa. [lockonbKy cepa siB-
JSIeTCsL YPE3BbIUAIIHO CIIOKHOM B MpOIEcCaX OUYUCTKU B TEXHHUECKUX CHUCTEMAaX C PEaKTOpPaMHU HENPEPBIBHOIO
JEUCTBHS U TPYOAMH, TO Ta PEaKLUsl HUKIM3AIMH SBISIETCS HEMPUTOIHOM JUIsl OCYLIECTBIICHHS B IPOMBIIICH-
HOM MacIuTaoe.

BoccranoBneHne HHUTPOTPYNIBI 0 COOTBETCTBYIOIIEIO aMHMHA B MPOMBIIUICHHOM MaclITabe sBIseTcs
CJIOKHBIM C K€JI€30M U KHCJIOTOH. [Ipy cTaHZapTHBIX KaTAIMTHYECKUX BOCCTAHOBIICHUSIX YacTO HAOJIIOAAIOTCS
MOOOYHBIC PEAKIUH, HAIPUMEDP Pa3MbIKaHHE UMUIAa30JIMHOBOTO KOJBIA, YTO CYIIECTBEHHO YMEHBIIAET BBIXO.

CrenoBaTesbHO, SIBISETCS JKEIATeNbHBIM pa3paboTaTh HOBBIM CHHTE3, B KOTOPOM YCTpPaHEHBI 3TH HeJloC-
TaTKM ¥ KOTOPBIH SBIISIETCS IPUTOIHBIM ISl TPOMBIIUIEHHOTO MaciTada/mpon3BOACTBEHHOTO MaciiTada.

Heoxnpanuo 0bu10 0OHAPYKEHO, U 3TO MOJIOXKEHO B OCHOBY HACTOAIIET0 M300PETEHUS, YTO COSITUHEHHS
CO CTPYKTYpPOH CJIEIYIOIIEro THIA, B YACTHOCTH KOTIAHJIMCHO, MOTYT OBITh CHHTE3UPOBAHBI B COOTBETCTBHHU CO
Cleayroel peaklIuOHHON cxeMoH 3.
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Peaknmonnast cxema 3
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E j o] (9b)
o CJ
ﬁ /—N-> O Xx2Hcl N ’)‘3
e} N ” 4 |N Cragusa A11 /)\ )YN
° )\ ° o< " H \NJ\NHz

~ N7 NH,

(an (10)

Crnenyromue NpeUMYIIEeCTBa CIICIUPHUSCKUX CTaIUH CHHTE3a COTJIACHO HACTOSAIIEMY H300PETCHHIO, KaK
MPEJICTABICHO HA PEAKIMOHHON cXeMe 3, PeICTaBICHBI HUXKE.

Cragus Al. Peakiuro HUTPOBaHUS MOKHO OCYIICCTBIATH B CUCTEME MPOTOYHOTO peakropa. Takum oOpa-
30M, IK30TePMHUYECKAas PEaKIHs JIETKO KOHTPOJIMPYETCS M OTCYTCTBYET ONMACHOCTh HEKOHTPOJIHUPYEMOTO OCYIIle-
CTBJICHUS JaHHOW peaknuu. KumorpaMMoBble Kom4ecTBa 2-HUTPOBAHWIMHA JIETKO MOTYT OBITH MPUTOTOBIICHBI
B TCUCHHUE THEH WM HECKOJbKHUX HeNleNb. BBIIeNEHHBI MaTepral CONEPKUT HeXKeTIaTeIbHBIA pernon3oMep 6-
HUTPOBAaHMIIMHA B CXOIHBIX KoJmdecTBax (mpubmmurensHo 10%) kak MaTepual, IOIXy4eHHBIN yTeM IepHOaH-
YECKOT'0 HUTPOBAHMSL.

Cragus A3. AJNKHIMPOBAaHHE OMOCPECIOBAHO OCHOBAaHHWEM, TaKMM KaK KapOOHAT Kayus, HMPOIYKT JETKO
BBIJICJIIOT C BRICOKHM BBIXOJIOM MyTeM (MIIBTPAIMU TOCe TOOABICHUS BOJABI K pPeakIMOHHOM cMecH. KoHIeH-
TPUPOBAHUC PEAKIIMOHHOI CMECH U BOJHAst 00paboTKa ¢ pa3felicHreM (a3 He SBISIFOTCS HEOOXOTUMBIMH.

Cragus A4. Peaknusi B OTHOM PEAKIMOHHOM COCYIE IMKIIM3AIMM U OKHCJICHUS C JTHWICHAUAMUHOM H
N-6pomcykuuanMuaom ("NBS"). HoBslil mponecc penraeT aBe 3a1aun, a TakKe X HeIOCTATKH:

a) MpUMCHEHUE aMMHUaKa/fioa IUTd MPEeBpaIICHUS albACrHIa B HUTPIII (OMACeHUsI OTHOCUTENLHO Oe301ac-
HOCTH);

0) MpUMEHEHHE CePhI B MPOIlecCce CHHTE3a UMHUIa30IMHA (OCYIIECTBIIEHHE B TIPOMBIIIUICHHOM MacInTaoe).

Ocy1iecTBiIeHAE B METAaHOJIE U alleTOHUTPHIIIE IPUBOAUT K MEHBIIEMY KOJMUYECTBY MOOOYHBIX MPOTYKTOB,
YTO JIeNTaeT OCYIeCTBIEHHE TIporiecca boiee nerkuM (no3upoBanue NBS pacTBopa) u fienaet ero 6e30macHbIM B
MPOMBIIIJICHHOM MaciiTrade. J[OTMOJHUTENbHBIM, HEOXKHUIAHHBIM IPEHMYIIECTBOM SIBIISICTCS yHAJCHHE Herpa-
BIJIBHOTO HUTPO PETHON30MEpa MPH ITHX YCIOBUIX 00pabOTKH.

Cragus AS. BoccTaHOBIIEHUE C BOJOPOJOM U CHCIM(DHUICCKH TPUTOTOBICHHBIN KaTanu3aTtop. OH COCTOUT
U3 TUTATUHEI ¥ Kelle3a Ha yrie. HeoxumanHo, Ha 3TOM KaTalu3aTope He HaOogaeTes aebeH3mmpoBanus. Kpu-
CTaJUTM3alUs ¥ BBIICJIICHUE MPOJYKTA M3 M30MPOIAHONA W BOJBI C YPE3BBIYAMHO XOPOIIMM BBIXOAOM. BEICTpOE
rugpupoBanue B TI'® yxe nmpu 3 0ap.

Cragus A6. [luxiopMeTaH MOXeET OBITh 3aMEHEH Ha aleTOHUTPII. [lepeBenmBanue mpoayKTa B TONIYOJIE
MPUBOJUT K MOyYCHHUIO MPOAYKTA C YPE3BBIUANHO XOPOIITHM Ka4eCTBOM.
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Cramust A7. Ynanenne GeH3WIBHON 3alIUTHON TPYMITBI MyTEM HNPOCTOTO THIPUPOBAHUS C HaIaJueM Ha
yrie. [IpoIyKT JeTKO BBLACISIIOT ITyTeM (PIUITBTPAIIHH.

Cramus AS. AnkwinpoBaHue B H-OyTaHOJE WIH CMECSIX H-OyTaHOJa C IPYTUMH PacTBOPHUTEISIMH, TAKUMHU
kak JIM®A wu Boza, HampuUMep, MPEI0CTABISET BOZMOKHOCTD JIETKOH 00paObOTKH M BBIJIECTICHHS ITyTEM KPHUCTAII-
JU3aIHU MPOJIYKTa U3 H-OyTaHOI-TpeT-0yTra MeTmioBoro ddupa ("MTBE"). [Ipu nmepexpuctammsaniuy U3 Bo-
IIBI YOANISIOTCS] HEOPTaHUIECKHE PUMECH H ITOTy4YaroT MPOAYKT C YPE3BBIUAHO XOPOIITNM KadeCTBOM.

Cramust A9. N-[3-(JumeTrunamuno)nporun]-N'"-3trnkapooguumua ruapoxiopun ("EDCI") ucronssyercs
B Ka4eCTBE CBs3yIOMIero pearenra. Komanmmcuo BBIACTSAIOT IyTeM IMPOCTON (QIIIBTPAIINH.

Cramgus All. Jlerkas o4rcTKa KOMAHIUCHOA MOCPEIACTBOM €ro TUTHUAPOXJIOPUAA (IUTHUAPOXIOPUI TIPEI-
CTaBISET COOOW KOHEYHBIH MPOIYKT).

Takum 06pa3oM, B IEpPBOM aclieKTe HACTOsIIee N300pEeTEHHE OTHOCUTCS K CIIOCOOY MOyYeHHs! KOTIaHIIN-
cuba (10) c mOMOIIBIO CIEAYIOMIUX CTaJNMN, MPESICTABICHHBIX HA PEAKIIMOHHOW cXeMe 3, IIOKa3aHHOH BBIIIIE.

B BapmanTe ocymiecTBIEHHS IEPBOTO ACIEKTa HACTOsIIEe U300pETEHHE OTHOCUTCS K CIIOCO0Y MOTydeHHs

komnannucu6a (10)
o

()
D
5@@ ~

=

N~ NH,

(10),
KOTOPBIH BKIIIOYACT CJICAYIOLINE CTAINH:
cragus A9, B KoTopo# coequHeHnI0 popMyIsl (9)

S
oo

)

MIPEIOCTABIISIOT BO3MOXKHOCTh PearupoBath ¢ coequHerneM Gopmyisl (9b)

(9b)

HEeo0s3aTeNbHO B IPUCYTCTBHU KaTaiu3aTopa, Takoro kak N,N-aumerwi-4-aMUHONMPHINH, Halpumep,
Heo0s13aTeNbHO B MPHUCYTCTBUU CBSI3YIOLIETO areHTa, TAKOro Kak ruAapoxyopun N-[3-(IuMeTHIaMUHO )ITPOIIHII]-
N'-aTunkap6oanuMuaa, HapUMep, HeoOs3aTeIbHO B pacTBOpuUTeie, TakoM Kak N,N-aumerwidpopmamun, Ha-
puMep,

TakuM 00pa3oM moirydast konauuucu6 (10)
(o]

(]
D

(10);
yKazaHHoe coequHeHue Gopmydsl (9)
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KOTOpOE NMPUTOTaBIMBAIOT C IOMOMIBIO CeAyIoen cTaaguu AS:
B KOTOPOH coequHeHnIo GpopMysl (8)

N

[

N

A

HO N7 NH,

o<

(3),

MIPEIOCTABIISIOT BO3MOXHOCTh PearupoBath ¢ coeuHeHneM Gopmysl (8a)

(\N/\/\m

O\) xHCI

(8a)

HEeo0s3aTeNIbHO B PUCYTCTBHH OCHOBAHMS, TAKOTO KaK KapOOHAT Kajus, HAlpUMeEp, B PacTBOpUTEIIE, Ta-
KOM Kak H-Oytanous, N,N-mumeruidopmamMua u BoJa, HapUMEp, HEOOS3aTeIbHO C HATPEBAHHEM, TAKUM Kak,
HampuMep, B KoJI0e ¢ 0OpaTHBIM XOJIOAMIEHUKOM,

TaKUM 00pa3oM Moirydasi coequHeHue Gopmyisr (9);

yKazaHHOe coequHeHue GopmyIsl (8)

HO N~ NH,

®)
KOTOpOE MPHUTOTaBIMBAIOT C IOMOIIBIO CeAyIomen cTagun A7:
B KOTOPOH coeuHeHnIo Gpopmyisl (7)

.

MPE0CTABIISIOT BO3MOKHOCTh PEarnpoBaTh ¢ BOCCTAHOBUTEEM, TAKUM Kak BOJOPOJ, HAIpUMeEp, HeoOs-
3aTesbHO B MIPUCYTCTBUH KAaTaIM3aTOPa, TAKOTO KaK METAJUIMYECKHI KaTaJu3aTop, TAKOH Kak Mauiaiui Ha yrie,
HapUMep B 0OCOOCHHOCTH 5% maiaanii Ha yriie, KOTOPBIA CMa4HuBacTCs BOAOH, HEOOS3aTEIEHO PACTBOPCHHBIN
B PAaCTBOPHTEJIC WIK B CYCIICH3HH B PACTBOPHTENE, TAKOM Kak N,N-IuMeTripopMaMu, Harmpumep,

TakuM 00pa3oM Morydasi coequHeHrue Gopmysl (8);

yKa3zaHHOe coenHeHne (hopMyIsl (7)

»
N
©/\O/©\/NL/)\NH2
O\

()
KOTOPOC NPUT'OTABJIUBAIOT C ITOMOIIBIO cne,uy}omel‘/i cTaguun Ao6:

B KOTOPOIT COETUHEHUIO (hOPMYITEI (6)
N
R
E;(\N
H
o} NH,
O\

©)
MPEIOCTABIIIIOT BO3MOKHOCTh PEarnpoBaTh, HEOOSA3aTEIHHO B MPUCYTCTBUU OCHOBAHUS, TAKOTO KaK TPH-
STHJIAMUH, HalPpUMEp, ¢ aHHEIHPYIONIUM arcHTOM, TAaKUM KaK OpOMHCTHIN NHMAHOTCH (TaKXKe WU3BECTHBIN Kak
OpoMumaHu), HaIpUMeEp, HE0OA3aTEIFHO B PACTBOPUTENIE, TAKOM KaK alleTOHUTPHI WM TUXJIOPMETaH, HallpH-

-7 -
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Mep,
TakuM 00pa3oM monydas coenuHeHue Gopmyst (7);
yKazaHHOe coequHeHue GopmyIsl (6)

@o NH,
O\

(6)

KOTOPOE NMPUTOTABIUBAIOT C IOMOUIBIO CleAyrolIeit ctaauu AS:

B KOTOPOIl COETUHEHUIO (hOPMYIIHI (5)
N
B
N
H
O\

(%)

MPEIOCTABIIIIOT BO3MOXKHOCTh PEarMpOBaTh C BOCCTAHOBHUTEIEM, TAKHM KaK BOJOPOJ, HampuMep, HeoOs-
3aTeIbHO B MPHCYTCTBUH KaTalW3aToOpa, TAKOr0 KaK OMMETAIMYCCKHIM KaTaau3aTop, TaKOH KakK IUIATH-
Ha/XkKelle30 Ha yrie, HanpuMep B ocobenHoctr 1% Pt/0,2% Fe/C, Heobs3aTensHO cMadMBaeMbIid BOIOH, HE0Os-
3aTeIbHO PACTBOPEHHBIN B PACTBOPHTENIC HIIM B CYCIICH3WH B PACTBOPHTENE, TAKOM Kak TeTparuapodypaH, Ha-

MIpUMeEpP, TAKUM 00pa3oM MoJTydas coenHeHue GopMyJIbl (6); yKa3aHHBIN KomaHaucub ¢popmysl (10)
O

@
Sy

(10)
Heo0s3aTeNIbHO MPEBPAIIAOT B TUTHAPOXJIOpH T Komanaucuba (11) myTeM mpegocTaBiIeHus] BO3MOXHOCTH
pearupoBarth C XJOPUCTHIM BOJOPOIOM, HEOOS3aTEIbHO COISTHOM KHUCIIOTOH,
TaKUM 00pa3oM MoJTydast AUTHAPOXIopua Komanaucuba (11)

N (o]
O/Q:“:\H | SN ke
~° N/)\NHZ

(11).
B BapuaHTe OCyIIECTBIICHHS TIEPBOTO ACHEKTa HACTOsIIEE U300PETEHHE OTHOCUTCS K CIIOCOOY MOTyHeHHsI
TUTHIpOXIopHaa Komarmucuoa (11)
(o]

N o]
O/E;(';\H | SN kel
~° N/)\NHZ

an,
KOTOPBIH BKJIFOYAET CIIETYIONIyIo cTaamnio All:
B KOTOpO# komaumucuoy Gopmyisr (10)
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e}

()
0y

10)
MpEeaOCTABIIAIOT BO3MOKHOCTL PEArupoBaTh € XJIOPUCTHIM BOAOPOAOM, HE0013aTeNLHO COJITHOM KI/ICHOTOﬁ,

TakuM 00pa3oM MoITydast AMTHAPOXIIopH Konammcu6ba (11)
o

N o
°/(;E”:\N | SN 2 HCl
~° N/)\NH2

an.
B BapmaHTe OCYIIIECTBICHHUS MIEPBOTO ACIIEKTa HACTOAIICEe H300PETCHUE OTHOCHUTCS K CIIOCO0Y MOTyYCHHS
JTUTHIPOXJIOPHIA KOTIAHIUCHOA THAPAT I, KOTOPBIN BKITIOYAET CISAYIONTy0 cTamuio All:
B KOTOpO# komaumucuoy Gopmyisr (10)
o

()
Sy

(10)
MIPEOCTABIISIIOT BO3MOXKHOCTh PEarnpoBaTh ¢ XJIOPUCTHIM BOAOPOJIOM, HEOOS3aTEILHO COIISTHOW KUCIIOTOH,
TakuM 00pa3oM MoTydast AMTHAPOXIIOPH KonamicuOa ruapart 1.
B BapmanTe ocymiecTBICHHS IIEPBOTO ACIEKTa HACTOsIIEe H300pETEHHE OTHOCUTCS K CIIOCO0Y MOTydYeHHs
JUTHIPOXJIOpHIa KonaHimcnOa ruapar 11, KoTopslii BKIIIOYaeT cieayronyto craauio All:
B KOTOPO# Komannucuoy popmyist (10)

(J
Sy
f@x ~

Z

N7 NH,

(10)
MIPEIOCTABIIIIOT BO3MOKHOCTD PEarpoOBaTh C XJIOPUCTHIM BOJIOPOIOM, HEOOS3aTEIBHO COJITHOW KHUCIIOTOM,
TaKUM 00pazoM IoTydasi TUTHAPOXIOPUA KonaraucuoOa ruapar 1.
B BapmanTe oCyIIecTBICHHUS IIEPBOTO ACTIEKTa HACTOSAIIEEe H300pETCHNE OTHOCHTCS K CIIOCO0Y MOTyYeHHS

komnannucu6a (10)
o

)
Sy

(10),
KOTOPBIH BKJIIOYAET CIEAYIOMYIO CTaauio A9:
B KOTOPOIl COeTUHEHUIO (GopMyIIEI (9)
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o

CJ -
gees

©
peaOCTaBIIAIOT BO3MOXKHOCTL pE€arupoBaTb ¢ COCAUHCHUCM (bOpMyJ'ILI (9b)
[¢]

HOKK\N
\NJ\

(ob)

HEeo0s3aTeNIbHO B IPUCYTCTBHU KaTajlu3aTopa, Takoro kak N,N-aumeTwn-4-aMHHONHMPHINH, Harpumep,
Heo0s3aTeTbHO B MPUCYTCTBUU CBS3YIOIIETO areHTa, TAKOTO Kak THAPOXJIOpH N-[3-(IuMeTHIaMHUHO)ITPOITHI |-
N'-aTIiikapOoIuUMuUIa, HAPUMEP, HEOOsI3aTeIbHO B pacTBopuTelnie, TakoM Kak N,N-mguMermidopMaMun, Ha-
npumep,

TakuM 00pa3zoM nourydas Kornanaucuo6 (10)
(o]

()
0y

(10).
B BapuaHTe OCYIIECTBIICHHS TIEPBOTO ACHEKTa HACTOsIIEE NU300PETEHHE OTHOCUTCS K CIIOCOOY MOTyHeHHs
BBINICYKAa3aHHOTO CoeTuHEeHMS popmyIsl (9b)

NH,

(9b)
BKJTFOYAIONINH ClIeayromyto ctaanuto Al0:
B KOTOpO#t coeamaeHnto Gopmyrsl (9a)
o o~
~o Ao~
(9a)

a) IPeAOCTaBISIOT BO3MOXKHOCTb pearupoBaTh ¢ OCHOBaHHEM, TAKUM KaK METHJIAT HaTpHs, HallpUMep, He-
00s13aTeNbHO B PacTBOpHUTENE, TAaKOM Kak 1,4-IMOKcaH, HalpuMmep, ¢ HarpeBaHWEM, TaKUM Kak, HalpuMep, B
K0JI0€ ¢ 0OpaTHBIM XOJIOAMIBHUKOM, IOCIIE 3TOTO:

0) moce OXJIaXKIEHUs, TAKOTO KaK, HAalpHMep, 0 KOMHATHOHW TeMIepaTypbl 100aBIsIOT MeTHI opMuaT,
Hocje ATOro

B) H0OOABIISIOT TYaHUAWH THAPOXJIOPH], C ITOCIEIYIOINM HarpeBaHUEM, TAKUM Kak, HarpuMmep, B Koyoe ¢
00paTHBIM XOJIOIMIEHUKOM, TIOCIIE 3TOTO

') JO00aBIAIOT BOLY W BOIHBIA PacTBOP OCHOBAaHUS, TAKOTO KaK TMAPOKCH HATPHs, HApUMep, C Iocie-
IYIOINM HarpeBaHHEM, ITOCIIE 3TOTO

1) TOOABIISTIOT BOTHBIN paCTBOP MUHEPAILHON KUCIIOTHI, TAKOHW KaK, HATIPAMEp, COJISTHAS KHUCIIOTa,

€) 100aBIISIOT aMHH, TaKOH Kak, HalpuMep, TUIHKIOTeKCHIIaMUH, U QHIIBTPYIOT, TIOCIIE 3TOTO

%K) 100aBIISIOT BOJHBIA PacTBOpP CHIBHOI'O OCHOBAHUS, TAKOTO KaK THAPOKCHU]T HATPUS, OCIIE 3TOTO

3) 100aBISIOT BOJHBIM pacTBOP MUHEPAIbHOM KUCIIOTHI, TAKOW KaK, HaIpuUMep, COJIsIHas KHCIIOTa,

TaKuM 00pa3oM moirydas coenuHeHue Gopmysl (9b)
o

(9b).

-10 -
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B BapumaHTe OCYIIIECTBICHHUS MIEPBOTO ACIIEKTa HACTOSAIICE H300PETCHUE OTHOCHUTCS K CIIOCO0Y MOTyYCHHS
BBIIIICYKA3aHHOTO COCTUHEHUS POpMYIHI (9)
)
N

-
Joe!

o N~ NH,

KOTOPBIH BKJIIOYAET CIEAYIOMYIO cTaauio AS:
B KOTOPOIT COETUHEHUIO (OpMYIIHI (8)

HO N~ NH,

(3),
MIPEIOCTABIISIOT BO3MOXHOCTh PearupoBath ¢ coeuHeHneM Gopmysl (8a)
(\ N AN cl

O\) xHCl

(8a)
HEOoO0s3aTeNTFHO B MPUCYTCTBUN OCHOBaHUS, TAKOTO Kak KapOOHAT Kayus, HalpHUMep, B pacCTBOpHUTEIIE, Ta-
KOM Kak H-OyTaHOJI, HalpuMep, HeoOs3aTeIbHO ¢ HarpeBaHUEM, TaKUM Kak, HaIpuMep, B Kojde ¢ oOpaTHBIM
XOJIOIUIHLHUKOM, TAaKUM 00pa3oM moydas coequHerne Gopmydsl (9).
B BapumaHTe OCYIIECTBICHHUS MIEPBOTO ACIIEKTa HACTOSAIICEe H300PETCHUE OTHOCHUTCS K CIIOCO0Y MOTyYCHHS
BBIIIICYKA3aHHOTO COCTUHEHUS (POpPMYIIHI (8)
N
[

N

HO N/)\NH

2

®)

BKJIIOYAIOLIUH CIEAYIONIYIO cTaauto A7:

B KOTOPOIt coeTUHEHUIO (popMyIs (7)
N
[
X
o N” NH,
O\

(7.

MPEIOCTABIIIIOT BO3MOXKHOCTh PEarMpOBaTh C BOCCTAHOBHUTEIEM, TAKMM KaK BOJOPOJI, HampuMep, HeoOs-
3aTeNbHO B MPUCYTCTBUU KaTaJIH3aTOPa, TAKOTO KAK METAJLUTUUCCKUI KaTaIu3aTop, TaKO! Kak MaJulaJuid Ha yTIie,
HapUMep B 0OCOOCHHOCTH 5% maiaauii Ha yriie, KOTOPBIA CMa4HuBacTCs BOAOH, HEOOS3aTEIEHO PACTBOPCHHBIN
B PacTBOpPUTEIIC WA B CYCIICH3HH B pacTBOpHTeie, TakoM Kak N,N-muMeruihopMamul, Hanpumep, HeoOs3a-
TENIbHO B MPUCYTCTBHM KUCIIOTHI, TaKOil Kak TpU(TOPYKCYCHAs KUCIIOTA, HAIPUMEp, TAKMM 00pa3oM MoJydast
coenuHeHne GopmyIsl (8).

B BapuaHTe OCYIIECTBIICHHS TIEPBOTO ACHEKTa HACTOsIIEE NU300PETEHHE OTHOCUTCS K CIIOCOOY MOTyHeHHs
BBINICYKAa3aHHOTO COeTUHEHUS GopMyIIbI (7)

BKJTFOYAIONINH CISAYIONIYIO CTaanto A6:
B KOTOpO# coearHeHHIO (PopMyIsI (6)

-11 -
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o NH,
o ~

(6)

MIPEAOCTaBIISIIOT BO3MOXKHOCTh PEarupoBaTh, HEOOA3ATENBHO B MPUCYTCTBUU OCHOBAHHS, TAKOTO KaK TPHU-
STWIaMUH, HallPHMEp, C aHHEIMPYIOIIUM arcHTOM, TAaKMM Kak OpPOMHCTBHIN IIMaHOTEH (TaKXKe M3BECTHBIM Kak
OpoMIMaHHT), HAIPUMEP, HE0O0s3aTEIBHO B PACTBOPUTENE, TAKOM KaK alleTOHUTPHJI WM AUXJIOPMETaH, HaIllpH-
Mep, TaKMM 00pa3oM IoJydast coetuHeHne Gopmyst (7).

B BapmanTe ocymiecTBIEHHS IEPBOTO ACHEKTa HACTOsIIEe H300pETEHHE OTHOCUTCS K CIIOCO0Y MOTydeHHS

BBIIIICYKA3aHHOTO COCTUHEHUS (POPMYIIEI (6)
N
)
N
H
o NH,
O\

(©)
BKJTIOYAIOIIUNA CIEAYIONIYIO0 cTaauio AS:

B KOTOpO# coearHeHnto Gopmysl (5)
N
>
N
H
O\

)

MIPEOCTaBIISIIOT BO3MOXKHOCTh PEarnpoBaTh ¢ BOCCTAHOBUTEJIEM, TAKUM KakK BOJOpPOJ, HapuMep, HeoOs-
3aTeNbHO B IPUCYTCTBUM KaTajlM3aTopa, TAaKOro Kak OWMMETaJUIMYeCKHH KaTajiu3aTop, TaKod Kak IUIaTH-
Ha/’KeJe30 Ha yrie, Harpumep B ocobernoctu 1% Pt/0,2% Fe/C, xoTopblif cMaunBaeMblii BOJIOH, HE0Os3aTEIHHO
PacTBOPEHHBIM B PAacTBOPUTEIE WM B CYCIICH3UH B PAcTBOPHTEINE, TAKOM Kak TeTparuapodypaH, Hampumep,
TaKuM 00pa3oM Todrydast coequHeHue Gopmysl (6).

B npennoutuTensHOM BapHaHTE OCYIIECTBICHHS MEPBOTO acleKTa HAcTOAMIee N300peTeHHE OTHOCHUTCS K
Croco0y MOJTyYeHUs BHIIEYKAa3aHHOTO COeAMHEHUS (HopMyIbl (6)

N
)
N
H
o NH,
O\

(©)
BKJTIOYAIOLIUNA CIEAYIONIYIO cTaauio AS:

B KOTOpO# coearHeHnI0 GopmyIsl (5)
N
>
@\) ~N
H
o} NO,
O\

(5)

MIPEIOCTAaBIISIIOT BO3MOXXHOCTh PEarupoBaTh ¢ BOJOPOAOM B IIPUCYTCTBUH OMMETaJUIMUECKOTO KaTain3aTo-
pa, KoTopkIi npescTaBiseT coboit 1% Pt/0,2% Fe/C, xoTopslii cMaunBaeTcs BOJIOH, B CYCIIEH3UH B TETParkapo-
(dbypane, TakuM 00pa3oM IMosrydasi coeuHeHne GopMysl (6).

B BapmaHTe ocyIecTBICHHS NIEPBOTO ACHEKTa HACTOSAIIEE H300PETEHHE OTHOCUTCS K CIIOCO0Y MOIydEHHS
BBINICYKAa3aHHOTO COeTUHEHUS GOPMYIIBI (5)
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N
B
N
H
o NO,
O\

(5)
BKITIOUAIOUH CIEAYIONIYIO CTannio A4:
B KOTOpO# coearHeHI0 (GopMyIsI (4)

=0

o NO,
o ~

C))

MPEJOCTABIISIIOT BO3MOXKHOCTh PEarupoBaTh C OTWICHIMAMHUHOM, HEOO0S3aTelIbHO B MPUCYTCTBUH
N-OpoMCyKIIMHHUMHUAA, HE00sI3aTeIbHO B CMECH PACTBOPHTENICH, TAKOH KaK, HAIIPUMEP, METAHOJ U aAllETOHUTPUIL,
TaKuM 00pa3oM Todydast coequHeHune Gopmysl (5).

B npennodTUTeNnbHOM BapHaHTE OCYILIECTBJICHHS MEPBOTrO acleKkTa HAcTosIIee N300peTeHHEe OTHOCHUTCS K
Croco0y MOJTydeHUs BHIIIEYKAa3aHHOTO COSAMHEHUS (HopMyIbl (4)

o

|
@o NO,
O\

(4)’
BKJIIOYAIOLIUH CIEAYIONIYIO cTaauio A3,
B KOTOPOIl COeTUHEHUIO (opMyIIHI (3)

i ®]

HO NO.

3),

HEOoO0s3aTEeNIFHO B pacTBOpHTENe, TakoM Kak N,N-muMeTuindopMamul, HarnpuMep, HeoOA3aTeIbHO B TPH-
CYTCTBHH OCHOBAHHS, TAKOTO KaK KapOOHAT Kailus, HalpUMep, MPEIOCTABIIAIOT BO3MOXKHOCTh PEarupoBaTh C
OCH3MIOPOMHUIOM, HEO0SA3aTEIFHO ¢ HATPEBAHUEM, TAKMM KaK, HApUMEp, B KOJIOE ¢ OOpaTHBIM XOJOIMIbHU-
KOM, TAKUM 00pa3oM IoJrydast coeTuHeHue GopMyIsl (4).

B npennodTuTensHOM BapHaHTE OCYILIECTBICHHS MEPBOTrO aclekTa HAcTosIIee N300peTeHUEe OTHOCHTCS K
Croco0y MOJTydeHUs BHIIIEYKa3aHHOTO coeAnHEeHUs (hopmysl (3)

Ho NO,

(),

BKJIFOUAIOLIM CIIETYIONIYIO CTaIui0 A2, B KOTOPOH COeTMHEHHIO (hOpMYIIHI (2)
o
|
Ve
O\

),
MPE0CTABIISIOT BO3MOXKHOCTh PEArupoBaTh ¢ OCHOBAHUEM, TAKUM Kak KapOOHAT Kayus, HalpuUMep, B pac-
TBOpHTEIIE, TAKOM KaK METaHOJI, HAlpUMep, TaKUM 00pa3oM moaydast coequHerrne Gopmydsl (3).
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B npennoururensHOM BapHaHTE OCYIIECTBIEHHS NEPBOTO acleKTa HacTosIiee H300peTeHne OTHOCHUTCS K
Croco0y MOJTyYeHHs BBIICYKa3aHHOTO coeAnHEHNUs hopMyIsl (2)

(o]
|
Mi
O\

),

g

(1)

MIPEOCTaBIISIIOT BO3MOXKHOCTh PEarupoBaTh B PacTBOPE B PAacTBOPUTENE, TAKOM KaK TUXJIOPMETaH, Ha-
IpUMep, C a30THON KHCIIOTOH M CEpHOM KHUCIOTOM, TaKuM 00pa3oM moiydas coeauHenne Gopmynsi (2).

B nanpHeliem BapraHTe OCYILECTBICHHS IIEPBOTO acleKTa HAacTosIIee H300peTeHne OTHOCUTCS K CIOCO-
0y nonyuenus konammcu6a (10), wm quruapoxinopuaa konannucu6a (11), wim quruapoxnopuia KonaHIuCH-
6a ruapara I, wim nuruapoxiopuaa xonaniaucuda runpata I, roe xaknas w3 ykasaHHbIX craauil Al, A2, A3,
A4, A5, A6, A7, A8, A9, A10 u All, kak nokazaHo Ha PeakoHHOU cxeme 3, OCYIIECTBISIOT, KaK OMUCAHO
BBIIIIE.

B nmanpHeliem BapuaHTe OCYIIECTBICHHS MIEPBOTO ACIEKTa HACTOAIIEE N300PETEHNE OTHOCHUTCS K CIIOCO-

MONTyYSHHS JUTHAPOXIOPUIA KOTAHIHCH , KOTOPBIH TIpeCTaBIIeH B Me JUTHAPOXJIOpHIA KOTaH-
Oy momyde oxyiopuza Konannucuo6a (11), koro €CTaBIIC opme OXJIOpHJA KOTa
nrcnba runpart I, Kak IpUTOTOBICHO W OXapaKTePU30BaHO B KCIIEPUMEHTAIHHOM pa3zee.

JabHEeHIIeM BapuaHT! TIIECTBJICHHUS TIEPBOTO aCIIeKTa HACTOSIIEe U TEHUE OTHOCUTCA K AUTHI-

B nmanpHeiimemM BapuaHTE OCYIIECTBIIC €pBOTO acleKTa HacTosIee n300peTeHne OTHOCUTC
poxJyopuay Konaniucuba rugpaty I, Kak IpUroTOBICHO U 0XapaKTepH30BaHO B HKCIIEPUMEHTAILHOM pasJielie.

JlabHEHIIeM BapuaHTe OCYIIECTBICHUS IEPBOT0 acleKTa HacTOosIee H300peTeHHE OTHOCUTCS K TUTH-

B 0
poxJyopuay Konaniaucuba runparty I.

JlabHEHIIIeM BapuaHTe OCYIIECTBIECHUS IEPBOT0 acleKTa HacTOosIee H300peTeHHE OTHOCUTCS K TUTH-

B 0
poxJopuay Komanaucuba ruaparty I, umeromemy MakcumyM nmuka XRPD [°20] (menp (Cu)) 5,6.

JlaNbHEeHIIeM BapuaHTe OCYIIECTBIECHUS IEPBOT0 acleKTa HacTosIee H300peTeHHE OTHOCUTCS K TUTH-

B 0
poxJopuay Komanaucuba ruaparty I, umeromemy MakcumyM nmuka XRPD [°20] (menp (Cu)) 7,0.

B nmanbHeiimeM BapuaHTE OCYIIECTBIICHHS IEPBOTO acleKTa HACTOSIIEE N300pETEHHE OTHOCUTCS K JUTH/I-
poxJopuay Kormanaucuba runpaty I, nmeromemy MakcumyM nka XRPD [°20] (mens (Cu)) 15,4.

B nanbHeiimeM BapuaHTe OCYIIECTBIICHHS NIEPBOTO acleKTa HACTOSIIEE N300pETEHHE OTHOCUTCS K JTUTH/I-
poxJIopuIy Komanaucuba runpaty I, nmetomemy MakcumyM nka XRPD [°20] (mens (Cu)) 26,4.

B nanbHeiimeM BapuaHTe OCYIIECTBIICHHS NIEPBOTO aclleKTa HACTOSIIEE N300pETEeHHE OTHOCUTCS K JIUTH/I-
poxnopuay komannucuba ruzapary I, nmeromemy mMakcumyM nukoB XRPD [°20] (menp (Cu)) 5,6, 7,0, 15,4 n
26,4.

B nmanpHelieM BapuaHTe OCYIISCTBICHHS IEPBOTO ACIEKTa HACTOAIIEE H300PETEHNE OTHOCHUTCS K CIIOCO-

MONTyYSHUS JUTHUAPOXIOPUIA KOIAHIHCH , KOTOPBIH TIpe/CcTaBlIeH B Me JUTHAPOXJIOpHIA KOIaH-
Oy momyde oxJyiopuza Konannucuoda (11), koro €CTaBIIC opme OXJIOpHJA KOTa
mrcnba runpart 11, Kak IPUroTOBIEHO U 0XapaKTEPH30BaHO B HKCIICPUMEHTAIEHOM pa3Jiele.

B nanpHeiimem BapraHTe OCYIIECTBICHHUS MEPBOTO aclieKTa HAcToOsIIee H300peTeHHE OTHOCUTCS K TUTH-
poxiopuny Komaunucuba ruapaty I, kKak MPUTrOTOBIEHO M 0XapaKTEPH30BaHO B AKCTIEPUMEHTAIEHOM pa3JIele.

B nanbHeiimeM BapuaHTe OCYIIECTBIICHHS NIEPBOTO acleKTa HACTOSIIEE N300pETEeHHE OTHOCUTCS K JUTH/I-
poxinopuny konannucuba rugpaty II.

B nanbHeiimeM BapuaHTe OCYIIECTBIICHHS NIEPBOTO acleKTa HACTOSIIEE N300pETEHHE OTHOCUTCS K JIUTH/I-
poxiopuny komannucuba ruaparty I, umeromemy makcumym nrka XRPD [°20] (mens (Cu)) 5,7.

B nanbHeiimeM BapuaHTe OCYIIECTBIICHHS NIEPBOTO acleKTa HACTOSIIEE N300pETEeHHE OTHOCUTCS K JUTH/I-
poxiopuny xKomannucuda ruaparty I, umeromemy makcumym nrka XRPD [°20] (mens (Cu)) 7,3.

B nanbHeiimeM BapuaHTe OCYLIECTBIICHHS NIEPBOTO acleKTa HACTOSIIEE N300pETEHHE OTHOCUTCS K JIUTH/I-
poxiopuny kKomannucuba runpaty I, umeromemy makcumyM nukoB XRPD [°20] (meap (Cu)) 5,7 u 7,3.

B cooTBeTcTBHM CO BTOPBIM acleKTOM HACTOsIIee N300pETeHHE OTHOCHTCS K IIPOMEKYTOYHBIM COEJIMHE-
HUSIM, KOTOPBIE TIPUTOJIHEI JUTS TTOJTydeHus Konannucu6a (10) n quruapoxiopuaa xonawnucuoa (11), aurnapo-
XJIOpH/a Konanaucn6a ruzapara [ u auruapoxinopuaa konannucn6a ruzgparta 1.

BKJTIOYAIOLIUNA CIEAYyIONyto cTaauio Al,
B KOTOpO# coeamaeHnto Gopmysr (1)
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B BAapUAHTC OCYLICCTBJICHUA YKa3aHHOI'O BTOPOT'O ACIICKTa HACTOSAIICC I/I306peTeHI/Ie OTHOCHUTCA K COCIu-

HCHUIO
o

SN
oo

©.
B BApUAHTC OCYHICCTBJICHUSA YKa3aHHOI'O BTOPOT'O ACIICKTa HACTOSAIICC I/I306peTeHI/Ie OTHOCHUTCA K COCIu-
HCHHIO
o

HOJYN
s A

N™ "NH

2

(9b).
B BApUAHTC OCYHICCTBJICHUA YKA3aHHOI'O BTOPOTO AaCIICKTa HACTOALICC I/I306peTeHI/Ie OTHOCHUTCS
K COCIUHCHUIO

(9a)
B BApUAHTC OCYHICCTBJICHUA YKA3aHHOT'O BTOPOTO AaCIICKTa HACTOALICC I/I306peTeHI/Ie OTHOCHUTCs
K COCIUMHCHHIO
N
[

N

P

HO N™ 'NH

o.

2

(3).
B BapuaHTe OCYIIECTBICHMS YKAa3aHHOTO BTOPOTrO acleKTa HacToslee H300pEeTeHHEe OTHOCUTCS
K COSIMHEHUIO

(\N/\/\m

O\) xHCl

(8a).
B BAPpUAHTC OCYHICCTBJICHUA YKA3aHHOT'O BTOPOTO AaCIICKTa HACTOALICC I/I306peTeHI/Ie OTHOCHUTCA
K COCJMHCHHIO
N
[

N

P

HO N~ NH,

(8).

B BAPUAHTEC OCYHICCTBJICHUA YKa3aHHOI'O BTOPOT'O ACIICKTa HACTOSAIICC I/I306peTeHI/Ie OTHOCHUTCA K COCIu-

HCHUIO
L
N
o N/)\NHZ
O\

.
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B BAPpUAHTC OCYHICCTBJICHUA YKA3aHHOT'O BTOPOTO AaCIICKTa HACTOALICC I/I306peTeHI/Ie OTHOCHUTCs

K COEJIMHEHHIO
N
R
N
H
O/\o NH,
O\

(6).

B BapuaHTe OCYIIECTBICHUS YKAa3aHHOTO BTOPOTrO acleKTa HacToslee H300pEeTeHHEe OTHOCUTCS

K COEIUHEHHIO
N
B

@\N

H

o NO,

O\
).

B BAPpUAHTC OCYHICCTBJICHUA YKA3aHHOT'O BTOPOTO AaCIICKTa HACTOALICC I/I306peTeHI/Ie OTHOCHUTC

K COCJIMHECHHIO
o}
|
o NO,
O\

4.
B BApUAHTC OCYHICCTBJICHUA YKA3aHHOT'O BTOPOTO AaCIICKTa HACTOALICC I/I306peTeHI/Ie OTHOCHUTCS
K COCIUHCHHUIO

=0

HO NO

3).

B BAPUAHTC OCYHICCTBJICHUA YKA3aHHOT'O BTOPOTO AaCIICKTa HACTOALICC I/I306peTeHI/Ie OTHOCHUTCA

K COCJIMHEHHIO
o
|
OJ\O NO,
O\

2).

B BApUAHTC OCYHICCTBJICHUA YKA3aHHOT'O BTOPOTO AaCIICKTa HACTOALICC I/I306peTeHI/Ie OTHOCHUTC

K COEJIMHEHHIO
o
|

OJ\O
o\

M.
B COOTBETCTBHHU C TPETHUM ACIIEKTOM HACTOSIIEE H300peTeHHE OTHOCUTCS K MPUMEHEHUIO MPOMEXKYTOU-
HBIX COSAMHECHHUH YKa3aHHOT'O BTOPOTO aclieKTa JJis moixydeHus konammcnu6a (10), muruapoxiopuaa KOMaHIH-
cub6a (11), murunpoxiopuaa Konanaucuoa ruapata [ wim quruapoxiiopuaa konanaucuoa ruaparta I1.
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B BAPUAHTC OCYUIICCTBJICHUS YKA3aHHOTO TPETHEI'0 aCIICKTa HACTOANICC I/I306peTeHI/Ie OTHOCHUTCH K IIPpHUMEC-
HCHUIO
(0]

CJ -
LK,

©)
U1 omydeHus: konannucu6a (10) wim quruapoxiopuaa konanaucu6a (11), muruapoxiopumaa KOMaHIH-
cuba ruapata [ wim quruapoxiiopuaa komanaucuoa ruaparta I1.
B BapumanTe ocyIiecTBICHHS YKa3aHHOTO TPETHETO acIleKTa HacTosImee H300peTeHIEe OTHOCUTCS K IIpuMe-
HEHHIO

(9b)
U1 omydeHus: konannucu6a (10) wim quruapoxiopuaa konanaucu6a (11), muruapoxiopumaa KOmaHIx-
cuba ruapata | wnu quruapoxiopuaa Komanmucuoa ruapata I1.
B BapumaHTe OCYIIECTBIICHUS YKa3aHHOTO TPETHETO aCIIEKTa HACTOSIIEe N300pETCHIE OTHOCUTCS K TIpUMe-
HCHHIO

~o Ao~

(9a)
U1 mosrydeHust konarnucu6a (10), murunpoxiopuna komannucuba (11) murumpoxiopuna KolmaHaucuoa
runpara | wim guruapoxiopuaa konanmucuba ruapara 1.
B BapumaHTe OCYIIIECTBIICHUS YKa3aHHOTO TPETHETO aCIIEKTa HACTOSIICe N300pPETCHIE OTHOCUTCS K TIpUMe-
HCHHIO

HO N” TNH,

(®)
U1 omydeHust konammmcn6a (10), muruapoxmopuaa konanaucu6da (11), auruapoxaopuaa KormaHaucuoa
ruzapata | wim quruapoxiiopuaa Komanaucuoa ruaparta I1.
B BapumaHTe OCYIIIECTBIICHUS YKa3aHHOTO TPETHETO aCIIEKTa HACTOSIIEe N300pPETCHHE OTHOCUTCS K TIpUMe-
HCHHIO

(\N/\/\m

0\) x HCl

(8a)
Jutsl osrydeHust konaniucuoa (10), auruapoxnopuaa komnannucn6a (11), quruapoxiopuna Konaniaucuba
ruaparta | wim qurunpoxnopuna konannucuba ruapata 1.
B BapmaHTe OcymIecTBICHHSI YKa3aHHOTO TPETHETO ACHEKTa HACTOAIIEE N300pETEHNE OTHOCUTCS K IIpHMe-

HEHHIO
N
L)
N
Ho N/)\ NH,
o ~

)
JuIsl oydeHus: konannucuda (10), quruapoxiopuna xonawiaucuda (11) auruapoxiopuaa Konanmucuba
ruaparta | wm qurunpoxnopuna konannucuba ruapata 1.
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B BAPUAHTC OCYUIICCTBJICHUS YKA3aHHOTO TPETHEI'0 aCIICKTa HACTOAIICC I/I306peTeHI/Ie OTHOCHUTCH K IIPpHUMEC-
HCHUIO

(7
Jutst osrydeHust konannucuoa (10), auruapoxnopuaa komnannucn6a (11), quruapoxiopuna Konaniaucuba
ruapara | wimm quruapoxsiopuia konamimcen6a ruapara 11
B BapmanTe ocyIIecTBICHHSI YKa3aHHOTO TPETHETO acleKTa HacTosIIee N300peTeHe OTHOCUTCS K IIpHMe-
HEHHIO

(6)
Jutsl osrydeHust konaniucu6a (10), auruapoxnopuaa komnannucn6a (11), quruapoxiopuna Konaniaucuba
ruzapata [ wim quruapoxiiopuaa Komanaucuoa ruapata I1.
B BapmaHTe OCYIIECTBICHHS YKa3aHHOTO TPETHETO AaCIHEKTa HACTOSIIEE H300PETEHHE OTHOCHUTCA
K IPUMEHEHUIO

)
JuIsl oy4deHus: konannucuda (10), quruapoxyopuna xonawiaucuba (11) auruapoxiopuaa Konanimucuba
ruapata | wm qurunpoxnopuna konannucuba ruapata 1.
B BapmaHTe oOCyIIECTBIICHHS YKa3aHHOTO TPETHETO acleKTa HacTOsIee HW300peTeHHe OTHOCHUTCS
K IPUMEHEHHUIO

©/\o NO,
O\

)
U1 omydeHust konammmcu6a (10), nuruapoxmopuaa konanaucu6da (11), auruapoxiopuaa KormaHaIucuoa
ruapata | wim quruapoxiiopuaa Komanaucuoa ruaparta I1.
B BapmaHTe OCYIIECTBICHHS YKa3aHHOTO TPETHETO AacCIEeKTa HACTOsIee H300peTeHNe OTHOCHUTCA

K MIPUMECHCHUTIO

o}
|

HO NO
O\

3)

U1 omydeHust konammmcn6a (10), muruapoxmopuaa konanaucu6da (11), auruapoxiopuaa KormaHaucuoa
ruzapata [ winm quruapoxiiopuaa Komanaucuoa ruapata I1.
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B BAPUAHTC OCYHICCTBJICHUA YKAa3aHHOI'O TPETBETO ACICKTa HACTOSAIICC I/I306peTeHI/Ie OTHOCHUTC
K MIPUMECHCHUTIO

=0

PN

2
Juts osrydeHust konaniucu6a (10), auruapoxnopuaa komnannucn6a (11), quruapoxiopuna Konaniaucuba
ruzapata | wim quruapoxiiopuaa Komanaucuoa ruaparta I1.
B BapuaHTe ocymIecTBICHHSI YKa3aHHOTO TPETHETO ACHEKTa HACTOAIIEE N300pETEHNE OTHOCUTCS K IIpHMe-
HEHUIO

M

Jutsl osrydeHust konaniucuo6a (10), auruapoxnopuaa komnannucn6a (11), quruapoxiopuna Konanicuba
runpara | wim guruapoxiopuaa konanmucuba ruapara 1.

B KoHTEKcTe HACTOSAIIETO H300PETEHUST TEPMUH "paCTBOPUTEND', KOTOPBIH HEOOSI3aTEIHPHO MPUCYTCTBYET
Ha JIFO00# peaKkIMOHHOMW CTaJuy CIoco0a COTIACHO M300PETCHHIO, IIOHUMAETCS, KaK OYEBUIHO KBATH(DUIIUPO-
BaHHOMY CIICIIMATIUCTY B JAHHOW 00JIACTH TEXHUKH, IJIs1 0003HAYCHHUS JTFOOOTO BEIIECTBa, B KOTOPOM PacTBOPS-
FOTCSL IPYTHE MaTepHaibl ¢ 00pa30BaHNEM PAacTBOPA, TAKOTO KaK, HO HE OTPAaHUIMBASICH TOJBKO MMH: MOJISIPHBINA
PacTBOPHUTEIb, TAKOW KaK MOJIIPHBIA MPOTOHHBIN PAaCTBOPUTENh, TAKON Kak, HApUMep, BOJAa, H-OyTaHOJI, H30-
MPOTIAHOJI, H-IIPOIIAHOJ, ATAHOJ, METAHOJ M MYypaBbHHAs KHUCIIOTAa WM YKCYCHas KHCJIOTa W p.; HOJSPHBIC
anPOTOHHBIC PACTBOPHUTENHM, TAKUE Kak, Hampumep, 1,4-nuokcan, Terparuapodypan, 1,2-IMMETOKCHITAH, alle-
TOH, allETOHUTPWI, TUMETHI(OPMAMHU, CyIb(QOTaH, THPUANH HIH JUMETWICYIb(OKCHI, U JIP.; WIH HEIOIsp-
HBIC PACTBOPUTENIH, TAKHE KaK, HAPUMEp, ICHTAH, TeKCaH, OCH30II, TOIYOJ, MPOCTON AUATIIOBEIH 3up, METHI
STHJI KETOH, TUXJIOPMETaH, XJIOPOPOPM, TETpaXIOpPMETaH, dTHJ aleTaT, U Jp.; WiH Jr0as CMECh pacTBOPUTE-
JICH, TICPCUNCIICHHBIX BHIIIE.

IonmpasymeBaercs, 4To JiroOasi KOMOHMHAIWSI OTPEICICHUHN, MPEICTABICHHBIX B BBIIICOMMCAHHBIX BapUaH-
TaX OCYIIECTBIICHHS N300PETEHNUS, BO3MOKHA B KOHTEKCTE HACTOSAIIETO N300pETEHUS.

Nzobperenne OyneT ydine MOHUMATHCS IMOCIE MPOYTCHUS MPHUMEPOB, IPEACTABICHHBIX HIKE, KOTOPEIC
obecrieunBarOTCA B Ka4eCTBE WIUTIOCTPAIIMH HACTOSIIEro m300peTeHus. [IpuMepsl, pencTaBieHHbIe HUXKE, HH-
KOMM 00pa3oM He OTPaHWYIMBAIOT 00BEM HACTOSIIEr0 M300pETEHHs, KaK OMHMCAHO B TEKCTE HACTOSIIETO JOKY-
MEHTa M KaK OIPEIeICHO B IIYHKTaX MPHIOKEHHOH (popMyITel n300peTeHus.

JKCcNepHMeHTAIbHBIN pa3aen

Hcnonp3yeMbie COKpaICHHUS.

CrnenyroIue HCIoIb3yeMbIe COKPAIICHHUS B IPUMEPAX UMEIOT CICIYIOIINC 3HAUCHHS:

"H-SIMP - CieKTpOCKOIIHS TIPOTOHHBIM SIIEPHBIM MATHUTHBIM PE30HAHCOM (XHMHYECKHE CABHTH (8) Tpe-
CTaBJICHBI B BHJIE YaCT./MJIH),

Ac - aneTwi,

Boc - TpeT-0yTriiokcukapOoHuI,

bm - mUpOKwA MyJTBTHILIET,

br - mmpoxui,

bs - mMUpOKHiA CHHTIIET,

c- - IIUKJIO-,

d - ny6mer,

dd - nybnet mybneTos,

JAXM - nuxiopMeraH,

DME - 1,2-gumeTokcusTaH,

DIPE - num3onpomnuiioBsli a¢up,

DIPEA - N,N-n1uu3onponuidTuiaMuH,

JIM®A - N,N-aumeTunhopMamu,

JAMCO - numetmicynbdokcu,

EDCI - N-[3-(aumeTnnamMuHO )iporit|-N'-3THiIKkapOo THUMHT THIPOXIIOPH]I,

9KB - SKBHUBAJICHT,

ESI - sanexTpopacnbuinTeIbHAss HOHU3AITHS,
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HATUN - rekcadropdocdar [(mumermnamuno)(3H-[1,2,3]tpuazo[4,5-b Jmupuaun-3-nnokcu)metuneH]-N-
METHIMECTaHAMHHUS,

ocHoBaHue XyHura - N,N-Tuu301ponuiIdTHIaMIH,

m - MyJIbTHIUIET,

tyy - TOUKa tiaByieHus B °C,

MC - macc-CrieKTpoOMeTpHs,

MTBE - TpeT-0yTua MeTUIOBBIN 2PUp,

MB - monekynsipHBIi Bec,

NaOtBu - Tper-OyTunat HaTpus; 2-METHIPOTIAH-2-0JISIT HATPHS,

NMP - N-MeTUImuppoIuIuHOH,

SAMP - cekTpockonus SAEPHOTO MarHUTHOTO PE30HAHCA: XMMUYECKHE COBUTHU (O) MPEICTaBICHBI B BHIC
YacT/MIIH,

q - KBapTeT,

quin - KBUHTET,

Par - panemuueckuii,

KT - komHaTHas TemnepaTypa,

K.T. - KOMHATHAas TEMIIEPaTypa,

RT - Bpems ynep>kxuBaHUA B MUHYTaX,

S - CHHIJIET,

t - TPUILIET,

TBAF - ¢pTopua TeTpabyTHiIaMMOHWSI,

TBTU - Tterpadropbopar N-[(1H-O6eH30TpHa3z01-1-110kcH)(AMMETUIAMIHO )METHIIEH |-N-MeTHIMETaH-
aMUHAA,

TEA TpusTUnaMuH,

TFA - TpudropykcycHast Kuciora,

TI'® - Terparuapodypas,

TMS - Tpumeruncunuim,

Ts - maparonyoncynb(oHmI (TO3MI),

YOXKX - ynpTpasdhekTuBHAs KUAKOCTHAS XpoMaTorpadus.

IIpuMmepbI

ITpumep 1.

Cramus Al. [Tomydenune 4-anieTOKCH-3-MEeTOKCH-2-HUTpoOeH3ambIeruaa (2).

3,94 kr a3oTHO# KucnoTs (65 Mac.%) n06aBsH K 5,87 K KOHIIEHTPUPOBAHHOH cepHO kucaoTe npu 0°C
(auTpyromas kuciota). 1,5 Kr arerata BaHWJIMHA PAcTBOPSUIA B 2,9 Kr quxjopMeTaHa (pacTBOp areraTa BaHH-
nmuHa). O6a pacTBOpa pearupoBaIl B MUKPOPEAKTOPE CO CKOPOCTHIO MOTOKA MPUOIM3UTENsHO 8,0 MII/MHUH (HUT-
pyrommas Kuciiora) u npuoausurensHo 4,0 mu/mMuH (pacTtBop arerara BaHuiInHA) npu 5°C. PeakunoHHyI0 cMech
HETOCPEACTBEHHO J03upoBaK B 8 Kr Boabl mpu 3°C. Uepe3 3 4 CKOPOCTH MOTOKOB MOBHIMANK A0 10 Mi/mMuH
(autpyromas kuciora) u 5,0 Mi/MHUH (pacTBOp arierata BaHWIMHA). Uepe3 TOTOTHUTENbHBIC 9 4 peakius B 1o-
ToKe 3aBepurmiack. CIIon pa3fessuiy MpH K.T. U BOAHYIO (a3y 3KCTParupoBaiii ¢ IOMOIIBIO 2 JT TUXJIOPMETaHa.
OObenrHEHHBIE OpraHMYecKre (a3l MPOMBIBAIH C ITOMOIIBIO 2 JI HACHIIIEHHOTO OMKapOOHATa HATPHSI H TOCTIC
atoro 0,8 11 Bogbl. J{MXJIOpMETaHOBBIN pacTBOpP KOHIEHTPHUPOBAIM B BaKyyMe JIO OKOJIO 3 JI, 100aBisuta 3,9 1
METaHOJIa U TPUOIN3UTEIBHO TAKOH ke 00BbeM yIajsuTi CHOBA ITyTeM HEPETOHKH. J[OTMOIHUTENbHO N00aBIsIn
3,9 1 MeTaHONa M PACTBOP KOHIIEHTPHPOBAIN JI0 00BEMa NMPHOIU3UTENBHO 3,5 1. DTOT pacTBOp 4-aneToKcu-3-
METOKCH-2-HUTpOOeH3anpaAerua (2) HermocpeACTBEHHO NCIIONB30BaNIN Ha CIICIYIOIIEH CTaluH.

[Ipumep 2.

Cramus A2. [Tomydenune 4-ruIpoKCcH-3-MeTOKCH-2-HUTpoOeH3ambIeruaa (2-HuTpo-BaHminH) (3).

K pactBopy 4-areTokcu-3-MeToKCH-2-HUTpoOeH3aIbIeTH A (2), MPUTOTOBICHHOTO, KaK OMMMCAaHO B TIpUMe-
pe 1 (cm. BeIme), noGaBmsy 1,25 KT MeTaHoJa, Mocie 3Toro 2,26 Kr kapooHaTta kanus. CMech TepeMenTuBaIn
npu 30°C B Teuenue 3 4. 7,3 kr auxiopMeTana u 12,8 kr BogHOM comstHO# kucnotsl (10 mac.%) nobaBnsmu npu
<30°C (pH 0,5-1). Cmech nepemeniBany B TeueHne 15 MuH u ciou paszaerstian. OpraHuyeckuii ol GuiIbTpo-
BaJll M 0CAJIOK Ha (priIbTpe MpoMbIBaiy ¢ ToMoIpio 0,5 1 nuxiopMeraHa. BomHBIH ClIOH KCTparupoBajiy JBa
pa3a ¢ nomomrsio 4,1 xr quxmopMmerana. OObeIMHEHHBIE OPTAaHMYECKUE CIOM KOHIICHTPHPOBAIHN B BaKyyMe 10
okoJI0 4 11, mo6aBysH 3,41 Kr TONMyoJIa ¥ CMECh KOHIIEHTPUPOBAIN 10 KOHEYHOT'O 00beMa MPUOIU3UTENBHO 4 JI.
Cwmech oxmaxaanu 1o 0°C. Uepes 90 mun cycnensuto ¢mibTpoBasii. CoOpaHHbIE TBEpP/IbIC BEIIECTBA MPOMbBIBA-
JIM XOJIOAHBIM TOJYOJIOM W BBICYIIHBAIH, Toiydast 0,95 kr (62 %).

"H-5IMP (400 MI'y, dg-IMCO): & = 3,84 (s, 3H), 7,23 (d, 1H), 7,73 (d, 1H), 9,74 (s, 1H), 11,82 (brs, 1H).

SMP cnexTp Taxke COACP>KUT CHUTHAIIBI perHon3oMepa 6-HuTpoBaHWIHH (pubmmsurensao 10%): & = 3,95
(s, 3H), 7,37 (s, 1H), 7,51 (s, 1H), 10,16 (s, 1H), 11,11 (brs, 1H).

IIpumep 3.

Cranust A3. [Tonydyenue 4-(0eH3UIOKCH)-3-METOKCH-2-HUTpoOeH3asbIeruaa (4).

10 r 3 pactBopsun B 45 M1 JIM®PA nipu 25°C. DToT pacTBop 3arpyxanu ¢ 14 r kapboHATOM KaJlns U TeM-

-20 -



035558

neparypy nosbimany a0 okosio 30°C. B ato#i cycriensun 7,1 M1 6eH3MIOpOMHUIa TO3UPOBAIK B TeUeHHe 15 MuH
npu temmeparype 30°C. PeaknnmoHHYI0 cMech TIepeMEeNTuBaId B TeUSHHE 2 4 10 3aBepiieHus peakmud. [locme
oxnaxaeHus a0 25°C mob6asismu 125 mi Bonabl. CycneH3ui0 QHIIBTPOBAN, MPOMBIBAIHN JIBA pa3a ¢ TMOMOIIBIO
50 MJ1 BOZIBI M OAMH pa3 ¢ OMOIIbIo Boabl/MeTarona (10 ma/10 mur) u uccnenosanu npu 40°C npu MOHMKEHHOM
nasneHun. Takum oOpazom, nomyyanu 14,2 r (97% Bbixox) 4 B BUE JKEITOBATOTO TBEPAOTO BEIECTBA.

'H-SIMP (500 MI', dg-ZIMCO): 3,86 (s, 3H); 5,38 (s, 2H); 7,45 (m, 5H); 7,62 (d, 2H); 7,91 (d, 2H); 9,81
(s, 1H).

ITpumep 4a.

Cramus A4. 2-[4-(bensmnokcn)-3-meTokcu-2-autpodennn]-4,5-nuruapo- 1 H-umunazomna (5).

Mertox A.

10 r 4 pactBopsimi B 100 M1 MetaHona u gobasisim 2,5 T atuneHauamuna npu 20-25°C. PeakunoHHyO
CMeCh TMEepEeMEIIMBAINA TIPU 3TOW TemIieparype B TedeHue 1 4, oxnaxkmanu 1o 0°C u mobaBisuiv pacTBOp
N-6pomcykrmaumuaa (8,1 r) B 60 mur aneronutpuna. [Ipogomkany nepeMenBaTh B TeueHne 1,5 94 u peaxiu-
OHHYIO cMech HarpeBaiiu 10 20°C u nepeMenBaii JOMOJIHUTENbHO B TeueHue 60 MuH. Peakiuto 3akanuBanu ¢
nmomonisio pactBopa 8,6 T NaHCO; u 2,2 T Na,SO; B 100 mut Boapl. Uepe3 10 mun mo6asms 230 M1 BOABI,
OPOAYKT (UIETPOBAIHN, IPOMBIBAIH C MTOMOIIEI0 40 Mt BoAbI U uccienoBany npu 40°C mpu MOHWKECHHOM JaB-
neanu. Takum oOpazom, noxyganu 8,9 r (78% Beixon) 5 B Buae 6€I0r0 TBEPAOTO BEIIECTBA.

'H-5IMP (500 MT'ni, dg-JIMCO): 3,31 (s, 4H); 3,83 (s, 3H); 5,29 (s, 2 H); 6,88 (s, 1H); 7,37 (t, 1H); 7,43
(m, 3H); 7,50 (m, 3H).

ITpumep 4b.

Cranus A4. 2-[4-(Bensmoken)-3-meTokcn-2-autpodennn|-4,5-nqurunpo-1 H-umunazona (5).

Merton B.

28,7 xr coenuuenns 4 pactBopsu B 231 kr auxiopmetana mpu 20°C u gobasisum 8,2 K 3TUICHINAMUHA.
TToce mepememuBanus B TeueHrne 60 MuH no0aBisum N-OpoMCyKIMHUMHUIA 4 TOpIUsIMU (4x5,8 Kr), KOHTPO-
TUpyst, 9TOOBI TemMIieparypa He npesbimana 25°C. ITocite 3aBepiieHus J00aBICHUS MPOIOJDKAIH ITEPEMETINBATh
B Teuenne 90 muH nipu 22°C. K peaknmoHHON cMecH M00aBisi 9 kr kapOoHaTa Kanus B 39 Kr BOJBI U CJIOU
pasnpemnsiii. M3 opranmdeckoro ciost ynansuin 150 Kr pacTBOpHUTeNs IyTeM IEperoHKH M go0aBiisum 67 Kr To-
ayona. [Ipyrue 50 Kr pacTBOpHTENs yNalsuld MPU MOHMKCHHOM JIaBiieHHH U 100asisutn 40 kr toyona. [Tocne
nepememuBanus B Tedenne 30 muH npu 35-45°C peakmuro oxnaxaanmu 10 20°C u mpoAyKT BBIACISIIN ITyTEM
¢unbTpanuu. [IpoayKT MPOMBIBATH C MTOMOINKIO TOyoda (19 Kr), ucciaemoBany Mpy MOHWKEHHOM JTABICHUU U
nosryyaiu 26,6 xr (81% BBIX0) KOPUYHEBOTO MPOAYKTA.

IIpumep 5.

Cragus AS. 3-(bensminokcn)-6-(4,5-muruapo-1 H-umunazon-2-um)-2-MeTokcuanminHa (6).

8,6 T coenmuHeHus 5 cycnenaupoBand B 55 ma TT'® u mobarmsmu 1,4 r 1%Pt/0,2% Fe/C B 4 mn BOABL.
Cwmecp HarpeBanu 10 45°C u ruApupoOBay MOA AaBieHUEM Bojopoaa 3 6ap B Teuenue 30 muH. Katanuszarop
OTGUILTPOBAII M MPOMBIBAIH ABa pasa ¢ moMoIbio TI'®. TT'® yaansim myTeM MeperoHKH M K peakInOHHON
cMecH 100aBIsu 65 MiT u3onponanona/Boasl 1/1. PactBopurens, octasimmiicst TT'®, ynansm myTeM meperoHK:
1 f06aBisui 86 M m3onponanona/Boasl 1/1. CycreH3uro nepeMemuBaid B Te4eHne 1 9, GuiIbTpoBaiy, mpo-
MBIBAJIM J[Ba pa3a C IMOMOIIBIO0 M30MPOMaHoia/BoAbl 1/1 1 BRICYIIMBAIH NP MOHWKEHHOM IAaBJICHHUH, ITOJTydast
7,8 T (99% BBIXO1) 6€TI0TO TBEPHOTO BEIIECTBA.

'H-5IMP (500 MT'ii, dg-JIMCO): 3,26 (t, 2H); 3,68 (s, 3H); 3,82 (t, 2H); 5,13 (s, 2H); 6,35 (d, 1H); 6,70 (s,
1 H); 6,93 (bs, 2H); 7,17 (d, 1H); 7,33 (t, 1H); 7,40 (t, 2H); 7,45 (d, 2H).

IIpumep 6a.

Cragus A6. 8-(bensminokcn)-7-metokcu-2,3-quruapoumuiasol 1,2-c]xunazonus-5-amuna (7).

Merton A.

10 T 6 cycieHmupoBanu B 65 M alleTOHUTpIIIA U J00aBsum 6,1 mi TpudTrinamuna. [Ipu 5-10°C mobas-
s 8,4 M 6pomumanuaa 50% B aneTOHUTpHIIE B T€UCHUE | U M MPOJOIDKANN IIepeMeNInBaTh B TedyeHue | d.
86 M 2% NaOH moGaBmsiimy 1 peakIIMOHHYI0 cMech Harpesaiu 10 45°C u nepemermmBainu B TedeHue 1 4. Cyc-
neH3nto oxyaxaanu 10 10°C, GuapTpoBanyu u MPOMBIBAIHN C TIOMOIIIBIO Boabl/arieTroHa 80/20. [l nanpHEHIero
YIIyYIIeHUs] KauecTBa MaTepHala, BIaXXHBIH MPOAYKT mepemMermmBany B S0 M tosyona mpu 20-25°C. TIpoaykr
OT(MIBTPOBAH, TIPOMEIBAIU C MOMOIIBIO TOJIYOJa W BBICYIIUBAIIN TPHU MOHIKCHHOM JaBJIeHUHU. Takum oOpa-
30M, 8,8 T (81% BbIXO.) 7 BBIACISIIN B BHJEC OCIIOTO TBEPIOT'O BEIIECCTBA.

'H-SIMP (500 MI 11, dg-ZIIMCO): 3,73 (s, 3H); 3,87 (m, 4H); 5,14 (s, 2H); 6,65 (bs, 2H); 6,78 (d, 1H); 7,33
(m, 1H); 7,40 (m, 3H); 7,46 (m, 2H).

ITpumep 6b.

Cramus A6. 8-(beH3mmokcn)-7-MeToKcH-2,3-nuruaponMuasol 1,2-c|xuHazonun-5-amMmuHa (8).

Meton B.

20 xr coenuHeHus 6 pacTBopsinu B 218 kr auxnopmerana npu 20°C u cmecs oxnaxaanu 1o 5°C. Ipu atoit
Temrieparype 23,2 Kr TpUITHIAMUHA JO3UPOBAIX B 15 MuH 1 3aTem 25,2 kr 6pomnmanuia (3 M B aquxiopmeTa-
He) po3upoBad B 60 MUH K peaknnoHHO# cmecu. [locie nepemermmBanus B Teuenne 1 1 npu 22°C peakuuro
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KOHIIEHTPUpPOBaiIK U 188 Kr pacTBOpHTEIs yIalsuld NpU MOHIKEHHOM JaBiieHnH. Jlo6aBmsumn aneToH (40 kr) u
Boay (50 kr) m npyrue 100 kr pactBopuTess ynansuid myTeM neperonkd. /lo6asisiu aneroH (40 kr) u Boxy
(150 xr) u npogomxkanu nepememnsats B TeueHue 30 mun npu 36°C. Ilocne oxnaxaenus ao 2°C cycneH3uro
nepeMerinBany B TedeHre 30 MUH, BBIJCISUTH, TIPOMBIBAIM C MOMOIIBLI0O 80 KI' XOJIOIHOM BOJBI M MCCIIEI0BAIIH
MIPY TTOHIKEHHOM JAaBieHnd. C moMombio 3Toi mporenypsl nomydann 20,7 xr (95% BbIxox) He coBceM Oeoro
MPOAYKTA.

IIpumep 7a.

Cragusa A7.

Merton A. TlonydeHue 5-aMHHO-7-METOKCH-2,3-AuruApouMuaa3o[ 1,2-c]xunazonuH-8-oma (8).

Cmech 2 kr 8-(0CH3MIIOKCH)-7-MeTOKCH-2,3-murunpoumunasol 1,2-c]xunazonun-5-amuna, 203 r 5% nan-
nanus Ha yrie (50% cmaumBaemoro Bomoi) u 31,8 xr N,N-gumermndpopmamuaa nepememuBany mpu 60°C mox
JaBjieHueM Bojopozaa 3 Gap B TedueHue 18 4. CMmech (HUIBTPOBAIM M OCTATOK MPOMBIBAIM C HOMOIIBIO 7,5 KT
N,N-gumernnpopmamuna. @unbrpar (38,2 Kr) KOHIEHTPUPOBAIH B BaKyyMe (IIPUOIU3UTENBHO 27 1 TUCTHILIA-
Ta cobupanu u oTOpacsBanmu). OcraBinytocs cMech oxaxkaad ot 50 go 22°C B Teyenne 1 4, B T€UECHHE DTOH
¢a3sl oxnaxaenus no6ass 14,4 xr Boasl B reueHre 30 MuH. [TorydeHHYIO CYCIICH3HIO TTEPEMENINBAIN TIPH
22°C B Teuenue 1 1 u nocyue storo prasTpoBain. CoOpaHHBIE TBEPAbIE BEIIECTBA MPOMBIBAIN BOJION U BBICY-
IIMBaIIM B BakyyMme, noiydas 0,94 xr (65 %).

'"H-SIMP (400 MTI'n, dg-IMCO): & = 3,72 (s, 3H), 3,85 (m, 4H), 6,47 (d, 1H), 6,59 (bs, 1H), 7,29 (d, 1H),
9,30 (bs, 1H).

IMpumep 7b.

Cramusa A7.

Merton B. [Tomydenue 5-aMmuHO-7-MeTOKCH-2,3-muruaponmMuaaso| 1,2-c]xuHa3zonns-8-oina (8).

222,8 T TpUPTOPYKCYCHOW KHCIOTHI mo0aBmsuii Kk cMmecu 600 T 8-(OeH3MIIOKCH)-7-METOKCH-2,3-
muruaponmuaasol 1,2-clxunazonna-5-amuna u 2850 r JIM®A. Jlo6asmsun 18 T 5% mamnmanus Ha yriae (50%
cMagrBaeMoro Bozoi). CMech MepeMeInnBaiy 1Mo JaBjIeHHeM Bojopoaa 3 0ap B TeueHue Houd. KaranmzaTop
VAN TyTeM (GUIBTPAIlUN U IPOMBIBAIIH ¢ ToMoInsio 570 T JIMDA. OuinbTpaT KOHIIEHTPHPOBAIN B BAKyyMe
(432 r mucTriisaTa cobupan U otopaceBanm). Jlobasmsum 4095 M 0,5 M BOJHOTO pacTBOpa THAPOKCHIA Ha-
Tpus B TeueHue 2 4. [lonydeHHyI0 CyCcIIeH3HIO NTepeMENINBAIN B T€UeHHE HOYH. [IpOIYKT BBIACISIIN, HCIIOIB3YS
nertpudyry. CoOpaHHBIe TBepbIC BEIECTBAa NMPOMBIBAIK BOJOH. Briaenenusrit matepuan (480,2 r; comepxa-
1mero npuoImM3nTensHo 25 Mac.% BOIBI) MOXKHO HCIIONB30BaTh HEMIOCPEACTBEHHO HA CIEAYIOIIEH cTaauu (IIpu-
Mep 8b).

ITpumep 8a.

Cranus AS.

Merton A. [Momyuenwne 7-meTokcu-8-[ 3-(MophonuH-4-WT)TPONIOKCH |-2,3-muruapounMuaasolf 1,2-
c]xuHazonuH-5-amuHa (9).

2,5 kr kapOoHaTa Kamus J00aBIsIM K cMecd 1,4 Kr S5-aMHUHO-7-MeTOKCH-2,3-muruapouMuiasofl,2-
c]xuHazonmH-8-oma, 14 1 H-OyTanona, 1,4 1 N,N-mumetmindopmamuna u 1,4 1 Boasl. Jlobasnsuu 1,57 kr rugpo-
xnopunaa 4-(3-xnopnpormn)mMopdonmHa. [TomyuenHyro cycnensuto HarpeBamu 10 90°C U mepeMenmuBaiy mpu
9TOi# Temneparype B TeueHue 5 4. CMmech oxnaxkaanu 1o K.T. [Ipu 50°C no6asnsumn 8,4 xr Bogsl. Cmech mepe-
MEIIMBAIIN TIPH K.T. B TeueHne 15 muH. [Tocie pasznenenus a3 BoaHyIo a3y dKCTparupoBalid ¢ MOMOIIGI0 12 1
H-OyTanona. O0bequHEHHBIE OpraHudecKhe (Pa3pl KOHIICHTPHUPOBAIU B BaKyymMe 1O oObeMa MPUOIU3UTEITHHO
11 5. Jo6asnsum 10,7 1 Tpet-O6ytnin metminoBoro 3¢upa npu 50°C. PeakIMOHHYIO CMECh OXJIaXIaJId B TCUCHHUE
2 4 o 0°C u mepeMelnBaiiy MMpu 3Tod Temneparype B Tedenue | 4. CycneHsnio QUiIbTpOBaIM U COOpaHHbBIE
TBEpAbIE BEIIECTBA MPOMBIBATN C MIOMOIIBIO TPET-OyTHII METHIIOBOTO 3(upa M BeICYIIMBaIHM, TIoimydas 1,85 kr
(86%).

Brienennsie 1,85 kr 00benuHsIM ¢ qomoNHUTEIbHEIME 0,85 KT MaTepuaa, OJTy4eHHOT'0 B COOTBETCTBHH
C UAEHTHYHBIM TiporieccoM. JobGasmsumm 10,8 11 Boasl m cMech HarpeBaym BIUIOTH 70 60°C. Cmech mepemenBa-
JIY TIPH 3TOH TeMriepaType B Tedenre 10 MuH, mocie 3toro oxnaxaanu 1o 45°C B Teuenne 30 MUH | ITOCIIE TO-
ro o 0°C B teuenne 1 4. Cycrnensuto nepememnBany npu 0°C B TedeHHe 2 9 U MOCJE 3TOTO (QUIBTPOBAIH.
TBepable BelecTBa NPOMBIBAIIN XOJIOAHON BOJIOHM U BHICYIIMBAIH, MOIy4ast 2,5 KT.

'"H-5IMP (400 MTI't, dg-IMCO): & = 1,88 (m, 4H), 2,36 (m, 4H), 2,44 (t, 2H), 3,57 (m, 4H), 3,70 (s, 3H),
3,88 (m, 4H), 4,04 (t, 2H), 6,63 (s, 2H), 6,69 (d, 1H), 7,41 (d, 1H).

BOXKX: nemomemxuas ¢asza: Kinetex C18 (150 mm, 3,0 mm ID, pasmep gactuiy 2,6 MKM): MOJBHXKHAS
¢aza A: 0,5 mut TpudTOPYKCYCHOM KHCIOTHI/ 111 BOBI; MoBMKHAs (a3a B: 0,5 M TpudTOpyKCYCHON KUCTOTHI/ N
areToHuTpwia; Y ®-o0HapyxeHHne mpu 256 HM; TeMIepaTypHbIi pexum TepmocTaTa: 40°C; 00bEM BBOAMMOMN
npoOsr: 2,0 M1, mOTOK 1,0 Mi/MUH; THHEHHBIN TpanueHT it 4 ctaauii: 0% B -> 6% B (20 mun), 6% B -> 16%
B (5 mun), 16% B -> 28 % B (5 mun), 28% B -> 80% B (4 mun), 4 Mmun Bpems BoiiepxuBanus npu 80% B; guc-
tora: >99,5 % (KT=11,0 MuH), peneBaHTHBIA TOTEHIMAT TOOOYHBIX IPOAYKTOB: pas3sIoKeHUE NpoayKTa 1 mpu
RRT (otHOcuTensHOe Bpems ynepxwuBanusa) 0,60 (6,6 mmu) TEmmaao <0,05%, S-ammHO-7-MeTOKCH-2,3-
muruaponmuaasol 1,2-cjxurazonmna-8-01 RRT 0,71 (7,8 mun): Tumuaro <0,05%, pasnoxxenue npoaykra 2 RRT
1,31 (14,4 MUH): TUIIUYHO <0,05%, 7-meTokcu-5-{[3-(MopdonuH-4-mn)nponuit|aMuHo } -2,3-
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muruaponmunasof 1,2-cxunazomuu-8-o1 RRT 1,39 (15,3 mun): tunmyno <0,05%, 9-merokcu-8-[3-(Mopdomun-
4-nmnponokcu]-2,3-murunponmunasol 1,2-c[xunazonun-5-amun RRT 1,43 (15,7 mun): tunnaso <0,05 %, paz-
noxenne npoaykra 3 RRT 1,49 (16,4 mun): Tammraao <0,05%, 7-meTokcu-8-[3-(mopdomma-4-mm)upomnokcu]-N-
[3-(Mopdomua-4-mm)nponwn]-2,3-muruaponmuaasol 1,2-c]xunazonmus-5-amua RRT 1,51 (16,7 MuH): TUIHYHO
<0,10%, 8-(6eH3nnoKcH)-7-MeToKCH-2,3-nuruaponmuaso| 1,2-c]xunazonun-5-amua RRT 2,56 (28,2 mun): TH-

MIUYHO <0,05%, 8-(ben3minokcn)-7-meTokcu-N-[ 3-(Mophonua-4-mn)nponwi]-2,3-guruaponmuaasol 1,2-
c]xunazommH-5-amuH RRT 2,59 (28,5 Mun): Tanmaao <0,05%.

ITpumep 8b.

Cranus AS.

Merton B. [Honyuenue 7-meTokcu-8-[ 3-(Mop(oauH-4-1T)IponoKcH |-2,3 - auruapoumuasol 1,2-

c]xuHazonauH-5-amuHa (9).

13,53 r 5-amuHO-7-MeToKCH-2,3-muruaponMuaasol 1,2-c]xuHazonnH-8-oma (comepKaIiero npuoIM3UTEIb-
HO 26 Mac.% Bojsl) cycrienaupoBanmu B 110 r H-OyTanona. Cmech KOHLEHTpUpOBaiK B Bakyyme (13,5 r nuctui-
asta cobupamu u  orOpacweiBanu). JloGasmsmm 17,9 r kapbonara kamus u 11,2 r rugpoxnopuna
4-(3-xmopnpommn)mopdonuna. Peaknnonnyro cmech Harpeanu 0 90°C u mepeMenuBaiy mpu 3ToH TeMIepa-
Type B TedeHue 4 4. Peakiponnyto cmech oxiaxnanu 1o 50°C u 70 r Boxs! nobasmsiin. Ciion pazgensumu. Opra-
HUYECKUH CJIOH KOHIIEHTPUPOBAIH B BakyyMme (54 r muctwuiara coOupanu u oropaceBanm). Jobasmsmu 90 T
TpeT-OyTra MeTmioBoro s¢upa mpu 65°C. Peaknmonnyro cMeck oxnaxkmanu a0 0°C. Cmech QUIBTPOBAIU H
coOpaHHBIE TBEPAbIC BEIIECTBA MPOMBIBAIN C ITOMOIIBIO TPET-OyTHI METHIOBOTO 3(pHpa M MOCIE ITOTO BBICY-
mMBajM B Bakyyme, moiydast 13,4 r (86%). 13,1 T BEIAETICHHOTO MaTepranta CyCIeHANPOBaIN B 65,7 T BOJIBL
Cwumecp HarpeBasin 10 60°C. TlonyyeHHsl# pacTBop MemieHHO oxnaxaanud 1o 0°C. DTu ocaxkIeHHbIE TBEpAbIE
BEIIIECTBA BBLACIISUIN ITyTeM (QMIIbTPALNH, TPOMBIBAIH BOJIOW U BBICYIIMBAIH B BakyyMe, mosrydast 12,0 r (92%).

ITpumep 9.

Cramus A10. TTonydeHue 2-aMUHOTTUPUMHIUH-5-KapOOHOBOM KUCTOTHI (9D).

1 kr meTnn 3,3-TUMETOKCUTIPOIIaHOATa PacTBOPsIH B 7 11 1,4-muokcana, no6asysuu 1,58 kr pacTBopa Me-
tinata Hatpus (30 mac.% B meraHozne). CMech HarpeBasid /0 TOSBICHUS KOHACHCAIIMM W MPHOIN3UTEIHEHO
4.9 xr nucTriuATa yaamsuid. [Iody4eHHY0 CYCIIEH3UI0 OXITaXaIn 0 K.T. ¥ qobasisutu 0,5 Kr MeTmwigopMuaTa.
PeaknnoHHYI0 CMECh IEPEMEIIHBAIN B TCUCHHUE HOYH, TIOCIE 3TOro go0aBmsu 0,71 Kr THAPOXIOpUIA TYaHHTH-
Ha U PEaKIIMOHHYIO CMECh IIepeMEIINBaIU Ipu K.T. B TeueHue 2 4. [Tocne 3Toro peakiiuoHHy0 CMECh HarpeBaiu
JI0 KOHJICHCAIIMH U MepEeMEIINBaIM B TeueHue 2 4, 1o6asmsutu 13,5 1 Bojgsl, mocie 3toro 0,72 Kr BOAHOTO pac-
TBOpa ruupokcuaa Hatpus (45 mac.%). PeakumoHHYI0 cMech HarpeBajiu B KoJa0e ¢ 00paTHBIM XOJIOTUIIEHUKOM
JIOTIONTHUTENBHO B TeueHue 0,5 4 u mocine 3toro oxnaxaanu 10 S0°C. JJobasmsum 0,92 Kr BOIHOW COJITHOW KU-
ciotsl (25 mac.%) no noctmkenus pH 6. JlobaBisiin 3aTpaBOYHBIE KPUCTAIIIBI M TonoiHNTENbHbIE 0,84 KT BOJ-
HOW COJISTHOM KuCHOTHI (25 Mac.%) modasisumu npu 50°C mo noctkenus pH 2. Cmecs oxnaxnamu mo 20°C u
nepeMermmBany B TedeHue Houu. CycrieH3uio QuiIbTpOBaii, COOpaHHBIE TBEPIbIC BEIIECTBAa IMPOMBIBAIN [1Ba
pasa BOZIOH, ITocye ITOTo /IBa pa3a MeTaHosoM, norydas 0,61 xr (65%).

UYetslpe TapTHH, MOJYYCHHBIE B COOTBETCTBHH C BBIMICONMMCAHHOW TPOLEAYpPOH, oOBeaAnHSNIN (BCEro
2,42 xr). Jlo6aBnsnm 12 1 3TaHONA M TIOTYYSHHYIO CYCIIEH3HIO TIEpEMENTUBAIH TIPH K.T. B TeueHue 2,5 4. CMech
¢unprpoBamu. CoOpaHHBIE TBEpABIEC BEIIECTBAa IMPOMBIBAIN C IIOMOIIBIO TAHOJIA M BBICYIIHBAIN B BaKyyMe,
nosrydas 2,38 Kr.

K 800 r sToro mMarepuana mo0aBisuIu 2,5 71 IUXJIOPMETaHa U 4 JI BOJBL, mocie 3toro 1375 Ml qUIUKIOreK-
cunamunaa. Cmech nepeMenuBaiy B TedcHue 30 MuH npu K.T. U GuibTpoBanu. CoOpaHHBIC TBEp/bIC BENICCTBA
otOpaceBann. Da3pl QubTpaTa pasaensuid ¥ OpraHudecKyro (asy oTOpackiBaimu. 345 MII BOJHOTO pacTBopa
ruapokcuaa Hatpus (45 mac.%) nobasisum Kk BogHOH (aze. Boanyto ¢asy skcTparupoBany ¢ noMomsio 2,5 1
stunarerata. daspl pa3uensiiy U opraHudeckyro $aszy oropaceiBanu. 3HaueHue pH BoaHOM (a3sl JOBOIMIN O
pH 2, ucnonp3ys oxomno 500 M constHOM KHCTOTHI (37 Mac.%). CMech GMIBTPOBAN U COOpaHHBIC TBEPIbIC Be-
IIeCTBa MPOMBIBAJIN BOIOH M BRICYIINBANH, oiry4das 405 T.

405 T 0OBeaMHSITA CO BTOPOH mapTHel comoctaBuMoro kadectsa (152 r). lobGasmsum 2 1 sTHUjanerara u
6 1 Bogwl, mocie 3Toro 480 Ml BOOZHOTO pacTBOpa ruapokcuaa Hatpus (45 mac.%). Cmech mepeMenBaii npu
K.T. B TeueHue 30 muH. ®a3wr pazpensum. 3Hauenne pH BomHOM ¢a3bl qoBoawmm 10 pH 2 ¢ momoisio mpruoim-
3uTesbHO 770 M1 BogHOM constHoN kucaoTH (37 mac.%). Cmech GUIbTpoBaIK U COOpaHHBIE TBEPIBIC BEIIECTBA
MIPOMBIBAJIA BOJIOH M BBICYIIIUBAIH, IMOTydast 535 T.

'"H-SIMP (400 MTI'wy, dg-ZIMCO): & = 7,46 (bs, 2H); 8,66 (s, 2H), 12,72 (bs, 1H).

Ipumep 10.

Cragus A9. ITonyuenue konanmucuba (10).

Cmecy 1250 1 7-Mertokcu-8-[3-(Mopdomun-4-mi)nponokcu]-2,3-quruapounmMuaasol 1,2-c|xuHa3onuH-5-
amunaa, 20,3 xkr N,N-mumermndopmamuna, 531 T 2-aMHHONMHPUMHUIMH-5-KapOOHOBOW KHUCIOTHI, 425 T
N,N-mumermwiamunonupuauaa u 1000 r rugpoxnopuaa N-[3-(qumermnaMuHo ))apornwi|-N'-3THiakapOosuuMuaa
nepeMeIInBaIy Mpy K.T. B TedeHue 17 4. Peakimonnyto cmeck GuiabrpoBainn. CoOpaHHBIE TBEp/bIC BEIIECTBA
npoMeiBaiy ¢ nomouipio N,N-aumernindopmaMuia, ocie 3TOro 3TaHOJIOM U BeICyIMBaiy pu 50°C, noryyas
1,6 xr (96%). BriaenenHsIi MaTepHal HEMOCPEICTBECHHO MTPEBPAIIAIH B IUTHIPOXIOPHI.
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ITpumep 11.

Cranust All. Ilonyyenne qurunpoxinopuna konammmcuo6a (11).

K cmecn 1,6 xr xonmanmmcuba u 4,8 kr Boas! o00asmsum 684 T BOIHOM coistHO# KucioThl (32 mac.%), mpu
9TOM TeMIlepaTypy HoAfepKuBainu B auanazone ot 20 mpo 25°C go Tex mop, Mmoka He JocTuranu 3HadeHus pH
3-4. PeaknnoHHYI0 cMech niepememuBaiy B Tedenune 10 muna u pH nposepsun (pH 3,5). Cmech pumsTpoBanu u
ocaok Ha GuiabTpe mpoMbeIBaNM ¢ oMotk 0,36 KT Boxbl. 109 © BOIHOM COJITHON KUCIOTH K GUIBTPATy J0-
OaBsLTH 710 TEX TOp, Moka 3Hadenne pH He gocturano 1,8-2,0. Cmech nepemermmBany B TedeHue 30 MUH U 3Ha-
yenne pH nposepsimm (pH 1,9). MemienHo no6asnsum 7,6 Kr 3TaHona B TedeHue 5 4 npu 20-25°C, no3upoBaHue
nprocTaHaBnuBanK depe3 20 MUH B TedeHne | 4, Korja HauMHAJIach Kpuctaymsanus. [locie 3aBepriueHus mo-
OaBJIeHHs 3TaHOJIA TIOJYYEHHYIO CYCIICH3MIO repememnBainy B TedeHne 1 4. Cycnensuto ¢punbTpoBanm. Cob-
paHHBIE TBEpIbIC BEIISCCTBA MPOMBIBAIH C IIOMOIIBIO CMECEeH ATAaHOJ-BOAA M B 3aBEpIICHHE STAHOJIOM W IOCIE
9TOTO BEICYLIMBANIU B BaKyyMe, nosry4as 1,57 Kr quruapoxiopuna konancuinnoa (85%).

'H-SIMP (400 MT'wy, dg-IMCO): & = 2,32 (m, 2H), 3,11 (m, 2H), 3,29 (m, 2H), 3,47 (m, 2H), 3,84 (m, 2H),
3,96 (m, 2H), 4,01 (s, 3H), 4,19 (t, 2H), 4,37 (t, 2H), 4,48 (t, 2H), 7,40 (d, 1H), 7,53 (bs, 2H), 8,26 (d, 1H), 8,97
(s, 2H), 11,28 (bs, 1H), 12,75 (bs, 1H), 13,41 (bs, 1H).

BDXX: nenonsmxkHas ¢asza: Kinetex C18 (150 mm, 3,0 mm ID, pazmep gactun 2,6 MKM): oABIKHAs (asa
A: 2,0 Ma TpudTOopyKCYycHOW KHCIOTHI/1 J1 BOAbI; moaBkHas ¢asza B: 2,0 mir TpudropykcycHoit kuciotsl/1 n
aneroHuTpmwia; Y ®-obHapyxenne npu 254 HM, nepekiodany yepe3 1 MuH Ha 282 HM; TeMIlepaTypHBIH peXuM
tepmoctata: 60°C; 00bEM BBOAMMOM MpoOBI: 2,0 MK, TOTOK 1,7 MII/MUH, THHCHHBIA TPaJUeHT Yepe3 | MuH
M30KpaTHYECKOTo Mporoxa 3a ase craxuu: 0% B > 18% B (9 mun), 18% B -> 80% B (2,5 mMun), 2,5 MuH Bpems
BeIIepxkuBanus mpu 80% B; anctoTa: >99,8% (KT=6,1 MuH), peneBaHTHBIN MOTEHITNAM TOOOYHBIX MPOTYKTOB!
2-aMHHOTIMPUMUINH-5-KapOoHoBas kuciota mpu RRT (otHocuTenpHOE Bpems yaepxkusanusi) 0,10 (0,6 muH):
tummaHo <0,01%, 4-gumermnamuHormpumuana RRT 0,26 (1,6 mun): tunwaao <0,01%, 7-meTtokcu-8-[3-
(MopdomuH-4-un)npornokcu|-2,3-guruapoumuaaso| 1,2-c|xunazonun-5-amua RRT 0,40 (2,4 M#H): TUIHYHO
<0,03%, mobounkrii mpoaykr 1 RRT 0,93 (5,7 mun): tunmmano <0,05%, mobGounsiii mpoxyktr 6 RRT 1,04
(6,4 mun): THmmyHO <0,05%, 2-ammuHO-N-{3-(2-aMHHOITHN)-8-MeTOKCH-7-[3-(MOphoarH-4-1IT)IpOTIOKCH |-4-
0KC0-3,4-TUTUAPOXUHA30IMH-2-1IT } TUPUMHUANH-5-kapOokcamuny RRT 1,12 (6,9 wmun): Tunmuuno <0,10%,
5-{[(2-aMuHOIMPUMUIMH-5 -1JT)KapOOHWMIT |aMUHO } -7-METOKCH-2, 3 - TUruAponMuaa3o| 1,2-c]xuHazonnu-8-mmn
2-amuHOTIUpUMUANH-5-kapOokcmnaT RRT 1,41 (8,6 mun): Tunmyano <0,01%.

Ipumep 12.

Cranmust All. lanepHeWmuii mpuMep Moiy4eHust AMTHAPOXIopHuaa konanaucnoa (11).

99 mn consHON KmcnoTel (37 mac.%) mobasmsumu k cmecu 300 r xomammucuba u 1450 M Bomsl mpu
24-30°C n nepemernBany 1npu 30°C B teuenne 10 MuH. CMech QUIbTpOBaIM U OCTATOK HA QUIBTPE IIPOMBIBA-
JIM J1Ba pasza ¢ moMoIibio 25 M Boabl. K pumbTpary mobasmnsam 6,0 11 3TaHONIa TIPU KOMHATHON TeMIlepaType B
tTedeHue 18 mun. [loaydyeHHy0 CycneH3HI0 HarpeBaiau BILIOTh A0 76°C u nepememmuBanu npu 76-78°C B Teue-
Hue 1 4. Cmech oxnaxnganu o 22°C u mepemelinBaid B TeueHue 1 4 mpu 3Tod Temmeparype. CyclneH3Hio
$bumpTpOBaANTH M COOpaHHBIC TBEPABIE BEIIECTBA MPOMBIBAIN C TIOMOIIIBIO cMech 120 M Boabl u 480 M 3TaHOIIA.
Cycnensnio GuibTpoBaiu U coOpaHHbIE KpUCTAILIHI BeIcymmBany npu 40°C B Bakyyme, mosrydas 295 v murua-
poxiopuaa kKonamimcu6a B Bujae ruapata Il.

Bopa (Karl-Fisher): 7,9%.

Xnopun (monoobMeHHas xpomarorpadus): 11,7%.

XRPD: rugpar I1.

VYcnoBus usmepeHus:

Ocb ckaHUpPOBaHUS 20-0

HauanwsHoe monokenue [°26] 2,0000

Koneunoe nonoxenne [°20] 37,9900

K-Amsdal [A] 1,54060

VYcTraHOBKHM reHepatopa 35 MA, 45 xB

Tun nudppaxromerpa TpancMuccuoHHBIH gudpakTomerp
MonoxpomaTop nagaroiero ayya csera a

Bpamenue Her

PentrenoBckas nudpakroprpaMma rpejacrasieHa Ha ¢ur. 1.

ITpumep 13.

Cranmust All. JanpHeWmnii mpuMep Moiy4eHust AMTHAPOXIIopHuaa kKonanaucnoa (11).

9,10 r comsHON KUCTOTHI (25 Mac.%) nobapmsm k cMecH 15 r konanmucu6a B 37,5 T Bonel. CMech mepe-
MemmBaiy B TeueHune 10 MuH 1 ¢punsTpoBanmu. OcTaTok Ha GHIBTPE MPOMBIBAIN C ToMouibio 7,0 T Boabl. Ouitb-
Tpat nobasnsu k 70,6 T aTanona npu 40°C B Teyenne 1 4. JJonmoaaurensHO 2,0 T BOIBI UCTIOIB30BAIH TSI TIPO-
MBIBaHUS A00aBIsIoniero odopynoBanus. [lomydeHHyo cycrnien3uio oxnaxnamm a0 23°C B Teuenue 1 9 u mepe-
MEIIMBAIN MIPH 3TOH Temneparype B Tedenue 1 4. CycneH3nio GuiIbTpoBain U COOpaHHbIE KPHCTAIUIBI IIPOMBI-
BaJIM JIBa pa3a ¢ MOMOIIbI0 cMecu 17,9 r aTa”ona u 7,5 © BOABI U MOCJE 3TOrO BBICYIINBAIU Ha BO3AYXE, MOIY-
yast 17,0 © muruapoxyiopuaa Konammcnuoa B Buje ruapata I1.
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Yucrota cormacao BOXX: 99,9%, <0,06% 2-amuno-N-{3-(2-amuH03THIT)-8-MeTOKCH-7-[3-(MOpdommH-4-
WJT)TIPONIOKCH |-4-0KCO-3,4 - TUTUIPOX UHAZ0IMH-2 -1J1 } TUPUMHUINH-5 -KapOOKCaMu

Iotepu npu BeicymuBanuu (120°C, 30 mun): 12,9 mac.%.

Oranon (mapogasznas-I'X): <0,1%.

XRPD: T'mgpar II.

VYcnoBus usmepeHus:

IIpumeuanue Kondpurypanus=OTpaskeHue-nepexonsiias cTanaus
BpaLIEHUsI,

Ocb cKaHUPOBaHUS Gonio

HauanbHoe nonoxxenne [°260] 2,0066

Koneunoe nonoxenue [°20] 37,9906

Marepuan aHona Cu

K-Amspal [A] 1,54060

K-Ansda2 [A] 1,54443

K-6eta [A] 1,39225

Coornowenne K-A2 / K-A1 0,50000

VYcraHOBKU reHepaTopa 40 MA, 40 xB

MoHOXpOMAaTOp MaJaloIIero jyda cBeta (OKyCHPYIOIIHiT 3ePKallo PEHTT€HOBCKOTO

nasepa

Bpamenue Ja

PentrenoBckas nudpakroprpaMma rpeacraBieHa Ha ¢ur. 2.

IIpumep 14.

Cramus All. JlanpHeWmui nmpuMep MoNy4IeHHs TUTHIPOXJIopHIa Konmarmucuoa (11).

17 r muruapoxopuaa KOMaHIucuOa pacTBOpsUTH B 66 T Boasl. [Ipo3paunbiil pacTBop qo00aBmsum k 127,5 T
stanoina npu 40°C B teuenue 1 u. O6opynoBanue Il 100aBICHNS TIPOMBIBAIIM C IIOMOIIBIO 2 T Boabl. CMmech
nepememuBanu npu 40°C B teuenne 30 MuH U nociue 3toro oxynaxganu 1o 0°C B teuenue 3 u. CycneH3uro
dunpTpoBanmu. CoOpaHHBIE KPHCTaUIBI TMPOMBIBAIM TPU pasza ¢ momomisio 20 mMi cmecu 3:1-3TaHON:Boma
(06./00.) 1 mocie 3TOro BEICYIIMBAIM Ha BO3ayXe, monydas 15,8 r aurumpoxiopuia KOMaHIucuoa B BUAC THI-
pata II.

UYucrora coriacio BOXKX: 99,9%, 0,06% 2-amuHO-N-{3-(2-amuHO03THI)-8-MeTOKCH-7-[3-(MOopdommH-4-
WJT)TIPONOKCH |-4-0KCO0-3,4 - TUTHUIPOX UHAZ0IMH-2 -1J1 | TUPUMHUINH-5 -KapOOKCaMUI.

IMorepst Macchl (TepMorpaBUMeTpryeckuii ananus): 12,3 mac.%.

Bopna (Karl-Fisher): 12,0 mac.%.

Oranon (mapodaznas-I'X): <0,1%.

XRPD: T'mgpar II.

VYcnoBus usmepeHus:

IIpumeuanue Scan 2-80 Trans (STOE-kiwoBeTa ¢ TOHKOJIHCTOBOTO
MeTaia)
Ocb cKaHUPOBAaHUS Gonio
Hauaneroe monoxenne [°26] 2,0066
Koneunoe nonoxenue [°26] 37,9906
Marepuan aHona Cu
K-Anbdal [A] 1,54060
K-Anbda2 [A] 1,54443
K-6era [A] 1,39225
Coornomenne K-A2 / K-Al 0,50000
VYcranoBkH reseparopa 40 MA, 40 xB
MOHOXPOMATOp MANAOIIEro Jiyda CBeTa (POKYCHPYIOLIHIA 36PKaI0 PEHTTeHOBCKOrO
nasepa
Bpawenue Ha
PenTrenoBckas audpakroprpaMMa npecTaBlicHa Ha Qur. 3.

Ipumep 15.

Cramust All. [laneHeWmnii mpuMep Moiy4eHust AMTHAPOXIopHuaa konanaucnoa (11).

7,3 T constHOM KUCTOTHI 100aBisum K cMecH 12 r xonanincuba u 33 r Boasl MakcumyM nipu 30°C. Peaknu-
OHHYIO cMech mepemenmBany npu 25°C B Tedenne 15 MmuH u GrtbTpoBanu. OCTaTok Ha QUILTPE MPOMBIBATN C
nomonipio 6 T Boabl. K punmstpary nobasnsum 11,5 r atanona npu 23°C B Teuenne 1 4. [Tocne 3aBepmieHus 10-
OaByieHHs cMech niepeMemuBaiy B Tedenue | 1 npu 23°C. JlonomauTensHo 59 T 3TaHoMa 100aBIsSITH K CMECH B
teyenne 3 4. [locie 3aBepmenuss nobaBieHus cMech nepememuBaiy npu 23°C B tedenue 1 4. [TomydeHHyto
CYCIEH3UIO (HIBTPOBAJIHM, COOpaHHBIC KPUCTAILIBI MPOMBIBAIM TPH pasa ¢ IMOMOIIbIo cMecH 11,9 T ataHona u
5,0 T BOZBI M BEICYIIIUBAIIM HA BO3AYXE, Moirydas 14,2 r nuruapoxiopuaa KonawaucuOa B Buje ruapara l.

Yucrota cormacHo BOXX: >99,8%; <0,05% 2-amuno-N-{3-(2-amuHO03THI)-8-MeTOKCH-7-[3-(MOpdommH-
4-um)IponokcH |-4-0Kkco-3,4-TUTH AP OXUHA30TMH-2 -HJI } TAPUMHUIUH-S5-KapOOKCaMHI.
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ITorepst Macchl (TepMorpaBUMeTprUYeckuii ananus): 14,5 mac.%.
Bopna (Karl-Fisher): 14,1%.

Oranon (mapodaznas-I'X): <0,1%.

Xnopun (monoobMeHHas xpomarorpadus): 11,9%.

XRPD: I'mapar 1.

VYcnoBus usmepeHus:

Tlpumeuanne Kondpurypanua=OrpaxkeHne-nepexonsas cragusl
BpAILIEHUs,
Hcroynnk HCXOAHBIX AaHHBIX XRD uszmepenne (¥ XRDML)
Ocb CKaHUPOBAHUS Gonio
HauanrHoe nonoxenue [°20] 2,0066
Kouneunoe nonoxxenue [°20] 37,9906
Marepuan anona Cu
K-Ansdal [A] 1,54060
K-Ansda2 [A] 1,54443
K-6era [A] 1,39225
Cootnomenue K-A2 / K-A1 0,50000
YcTaHOBKY reHeparopa 40 MA, 40 xB
MoHOXpoMaTOp MajaroLero Jiy4ya cBeTa (HOKYCHPYIOLIHM 3epKajo PEHTTeHOBCKOTO
nazepa
Bpawenue Ha
PentrenoBckas nudpaxkroprpaMma rpejacrapicHa Ha ¢ur. 4.
ITpumep 16.

Cranust All. [lanpHeWmnii mpuMep Moiy4eH st AMTHAPOXIIopHuaa kKonanaucnoa (11).

9,1 Kxr constHOM KHCHOTHI (25 Mac.%) nobasmsim k cMecu 14,7 xr xonaniancuba u 41,9 kr BoJp! Ipu Max-
cumanbHON Temmeparype 28°C. PeaknmonHyro cMech nepememmmBany npu 23°C B Tedenne 80 MHUH 10 TeX TOp,
NoKa He 00pa3oBbIBaJICS MPO3PayvHbIi pacTBOp. PacTBOp mepeHOCHIIN BO BTOPOH pEaKIMOHHBIN COCYA M TpaHC-
MOPTHBIC JIMHUY TPOMBIBAIIM C MOMOMIBIO 6 KT BOABL. 14,1 Kr 3TaHONA MEUIEHHO T00aBysUTH B TeueHue 70 MUH
nipu 23°C. Tlocne 3aBeprieHus A00aBICHHUS 3TaHONIA cMech epeMenmuBaiy nipy 23°C B Tedenne 1 4. JlomonHu-
TeJIbHO 72,3 KT 3TaHOJa MEJICHHO T00aBIISsTH B TeueHue 3,5 4 pu 23°C 1 NOIydeHHYI0 CMECh TIepeMEeTHBAIH
npu 3ToH TemrepaTtype B Tedenue 1 4. CycrneH3uro GUIbTpOBaIM U cOOpaHHBIE TBEPbIC BEIIECTBA TPOMBIBAIIH
JBa pasa ¢ nomombto 31 kr cmecu staHos-Boza (2,4:1 (mac./mac.)). [IpoxykT BeICYIIMBaIN B BAKYyMe TIPH Mak-
cuMabHON Temmepatype obosouku 40°C B Tedenue 3,5 4, momydast 15,0 kr IUTHAPOXIOpUAA KOMIAaHIHCHOa B
Buje ruapara l.

Uucrora cormacao BOXKX: >99,9%; <0,05% 2-amuu0-N-{3-(2-aMHHOATHI)-8-MeTOKCH-7-[3-(MOpdoIHH-
4-um)IponokcH |-4-0kco-3,4-TUTH AP OXUHA30THH-2 -HJI } TAPUMHUIAH-S5-KapOOKCaMHI.

[otepu npu BeIcymuBanuu: 14,7 mac.%.

Xnopun (tutpoBanue): 10,8%.

Boma (Karl-Fisher): 14%.

XRPD: I'mapar |

YcnoBus n3MepeHust:

Ocb CKaHUPOBAHUS Gonio
HauansHoe nonoxenue [°26] 2,0066
Koneunoe nonosxxenue [°260] 37,9906
Marepuan anona Cu
K-Anbsdal [A] 1,54060
K-Anbha2 [A] 1,54443
K-6era [A] 1,39225
Cootnomenne K-A2 / K-A1 0,50000
YcTaHOBKH reHepaTopa 40 MA, 40 xB
MoHOXpPOMATOp NafaoLIero jy4ya cBeTa (HOKYCHPYIOLIUH 3ePKaJI0 PEHTTEHOBCKOIO
nasepa

Bpamenue Ha

PentrenoBckas nudpakroprpaMma rpejacraBiceHa Ha ¢ur. 5.
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Maxcumym nuka [2 Tera]

IIpumep 16 IIpumep 15 TIpumep 12 ITpumep 14 IIpumep 13
(Tugpar I) (T'ngpar I) (Tugpart II) (Tugpar II) (Tugpar II)
5.6 5.6 5.7 5.7 5.7
6,5 6,5 7,3 6,0 7,3
7,0 7,0 9,7 7,3 9,7
10,0 9,9 11,3 9,7 11,4
10,9 10,9 12,8 11,4 12,8
11,3 11,3 14,0 12,9 14,0
12,2 12,3 14,5 14,1 14,5
13,0 13,0 15,5 14,6 15,5
13,8 13,1 16,4 14,7 16,5
13,9 13,8 16,9 15,4 16,9
15,4 14,0 17,4 16,6 17,4
15,8 15,4 18,5 17,0 17,7
16,6 15,8 19,2 17,5 18,6
17,5 16,0 19,5 17,8 19,3
17,7 17,7 20,7 18,0 19,5
18,1 18,1 21,2 18,6 20,7
18,4 18,4 21,8 18,9 20,8
18.8 18,9 22,8 19,4 21,3
19,0 19,1 23,2 19,4 22,0
19,6 19,5 23,6 19,6 22,3
20,0 19,9 24,1 20,8 22,9
20,7 20,2 25,2 21,0 23,3
21,0 20,8 25,9 21,4 23,7
21,2 21,1 26,2 22,1 24,2
21,5 21,5 26,8 22,5 25,2
21,8 22.0 27,6 23,1 26,0
21,9 22,4 28,2 23, 26,3
22,4 22,7 28,8 23,8 26,9
22,9 22,9 29,6 24,3 26,9
233 23,0 30,6 24,4 27,8
243 23,5 31,2 25,3 28,2
24,7 243 31,9 26,1 28,9
25,1 24,7 33,6 26,4 29,8
25,8 25,1 34,4 27,0 30,8
26,0 25,6 36,9 27,9 31,3
26,4 25,8 28,4 32,2
26,8 26,1 29,1 32,6
27,2 26,4 29,4 33,6
27,5 26,5 30,1 34,7
28,0 26,8 31,0 35,6
28,4 27,2 31,6 36,6
28,7 27,5 32,1 37,1

29,3 28,0 32,7
29,7 28,6 33,
30,0 29,0 35,0
30,3 29,3 35,8
30,8 29,7 36,6
31,3 30,1 37,3

32,4 30,3
33,0 30,6
33,5 30,8
34,0 31,1
35,7 31,4
36,1 31,7
36,4 32,0
36,6 32,4
37,3 32,5
33,6
34,0
35,1
35,8
36,1
36,9
37,5

>
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OOPMVIIA U30BPETEHUA

1. Cnoco6 nomyuenus konaniaucuoda (10)
¢]

()
D

(10),
KOTOPBIH BKJIIOYAET CIEAYIOMYIO CTaauio A9:
B KOTOpO#t coeauHeHne hopMysl (9)
o

J

(
Oy
N
O,
O\

©)
pearupyer ¢ coeanHeHneM Gpopmyist (9b)

N7 NH,
(9b)
¢ obpazoBannem komannucu6a (10)
O
N N
9
N o
(o) N/)\” | SN
~° N/)\NH
(10);
rae coeauHeHue hopMyIsl (9)
.
N I\Il’>
ﬁ N
0 N/)\NHZ
O\
©)

TTOJIYYaOT ¢ TIOMONIBIO CIeAYIOIIeH cTaaun AS:
B KOTOpO#t coenuHeHne hopMysl (8)

O\
(8),
pearupyer ¢ coeauHeHneM HopmyIbl (8a)
(\ N /\/\Cl
o x HCI
(8a)

¢ obpazoBanneM coeanHeHus Gopmysl (9);
rae coeauHeHue hopmysl (8)
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)
L

HO N™ "NH
e}

2
~

®)

MOJy4YaroT ¢ MOMOIIbIO cnez[y}olueﬁ cTaanuu AT:

B KOTOpO# coenuHenne Gopmynsr (7)
N
[
N
o N/I\NHZ
O\

().
pearupyer ¢ BOCCTAHOBHUTENIEM ¢ 00pa3oBaHHeM coeTnHEHUs GopMyIIH (8);

rae coenuaeHne Gopmys (7)
»
N
o/©\/r\>\ NH,
O\
(7

TIOJIYYaOT ¢ TIOMONIBIO CIEAYIOIIeH cTaauu A6:

B KOTOpO#t coenuHeHne hopMysl (6)
i
N
H
O\
(©)

pearupyer ¢ aHHEeIMPYIONUM areHToM ¢ oOpa3zoBaHueM coeauHeHusT HopmMysl (7);

rje coenuHeHne GopMyisl (6)
>
N
H
o\
(6)

MOJIYYalOT ¢ TOMOUIBIO Clleaytolel ctaauu AS:
B KOTOPOI coemuHeHue Gopmyisr (5)

go NO,
O\

(5)
pearupyer ¢ BOCCTAHOBUTEJIEM C 00pa30BaHUEM COeTMHEHHS (HopMyIsI (6).

2. Criocob B COOTBETCTBHH C 1.1, The craguio A9 OCYIIECTBISIOT B MPUCYTCTBHU KaTaJIM3aTOpa, TaKOTO
kak N,N-gumeTun-4-aMUHONUPUANH.
3. Cnioco6 B cooTBeTCTBHH C 1.1 MiH 2, T1ie ctaanio A9 OCyIIeCTBISIOT B IPUCYTCTBHH CBS3YIOIIETO areH-
Ta, Takoro Kak ruapoxyiopus N-[3-(mumerrnamuHo )mporn|-N'-aTuakapOoauuMua.
4. Crioco0 B COOTBETCTBHHM C JIIOOBIM W3 ML 1-3, The cTamuio A9 OCYIECTBISAIOT B paCTBOPUTENE, TAKOM
kak N,N-gumeTuindhopMaMu.
5. Crioco0 B COOTBETCTBUU C JIIOOBIM W3 Ml 1-4, rie craanio A8 OCYIIECTBISIOT B MPUCYTCTBUH OCHOBA-
HUS, TAKOTO KaK KapOOHAT Kaus.
6. Crioco0 B COOTBETCTBHUH C JIIOOBIM M3 M. 1-5, rie cranuio A8 OCyIIECTBISIIOT B PACTBOPUTEINE, KOTOPBIH
MpeJICTaBIsIeT COOOH H-OYTaHOII.
7. Crioco0 B COOTBETCTBHH C JIFOOBIM U3 MII.1-6, T1ie cTanuio A8 OCyIIECTBISIOT C HATPEBAHUEM B KOJIOE C
00paTHBIM XOJIOIUITEHUKOM.
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8. Crtoco0 B COOTBETCTBHU ¢ JIIOOBIM M3 TI.1-7, Tlie Ha cTaauu A7 BOCCTAHOBHUTEINb MPECTaBISICT COOOM
BOJOPOI.

9. Crioco6 B COOTBETCTBHH C JIFOOBIM M3 M. 1-8, rae ctaanio A7 OCYIIECTBISIOT B MPUCYTCTBUU METaJUTH-
YEeCKOT0 KaTaln3aTopa, TAKOTO KaK MaJUlaJiii Ha yIiie, B 0COOEHHOCTH 5% maaanii Ha yriie, KOTOPHIi cMadu-
BaeTCs BOJIOH, rae coenuHeHne Gopmynl (7) He0OsS3aTeNbHO PACTBOPSIOT B PACTBOPUTENIEC HITH CYCIIEHANPYIOT B
pacTBopuTelne, TakoM Kak N,N-mumeTrinhopMaMu/.

10. Crtoco0 B cOOTBETCTBUH C JIFOOBIM U3 T1I.1-9, rie ctafuio A7 OCyIMIECTBISIOT B IPUCYTCTBUH KUCJIOTHI,
TaKO# Kak TPU(TOPYKCYCHAS KHUCIIOTA.

11. Crioco0 B cooTBeTcTBHH € M00BIM 13 1. 1-10, rae cragnio A6 OCYIIECTBISIOT B IPUCYTCTBHH OCHOBA-
HUS, TAKOTO KaK TPUATHIAMUH.

12. Crioco6 B cooTBeTcTBUM C JIOOBIM 13 mm.1-11, roe craguro A6 OCYIIECTBISIOT C aHHEIHPYIOIIUM
areHTOM, KOTOPBIH IpeCcTaBiIsieT co00l OPOMHUCTHIH ITMaHOTeH (OpOMIMAHHT).

13. Crioco6 B COOTBETCTBHH C JIIOOBIM M3 mIl.1-12, The cTagiio A6 OCYIIECTBISIOT B PACTBOPUTEINE, TAKOM
KaK allcTOHUTPIJI WU TUXJIOPMETaH.

14. Crioco0 B COOTBETCTBHH ¢ JTI0OBIM U3 TiTI. 1-13, Tae Ha ctagum AS BOCCTaHOBHUTEINb NIPEICTABISIET COO0H
BOJIOPO/I.

15. Crtoco® B COOTBETCTBUU € JOOBIM U3 Tl 1-14, re ctanuio AS OCyIIECTBISIFOT B IPUCYTCTBUU OnMe-
TaJUIMIECKOTO KaTaau3aTopa, TAKOTO Kak IUIaTHHA/sKele30 Ha yrie, B ocooeHrocta 1% Pt/0,2% Fe/C, koTopsrit
CMavMBaeTCs BOJIOW, U Te COeTUHEHE POopMYJIIBI (5) HEOOA3aTENBHO PACTBOPSIOT B PACTBOPUTEIIE HITH CYCIICH-
IUPYIOT B PACTBOPHUTENE, TAKOM KakK TeTparuapodypas.

16. Cioco6 B cOOTBETCTBUY ¢ J0OBIM U3 T 1-15, rae coequaenue Gpopmysr (6)

>
N
H
o
O\
(6)

MOJIYYalOT ¢ TOMOUIBIO Clieaytolel ctaauu AS:
B KOTOPOIl coemuueHue Gopmysr (5)

go NO,
O\

(5)
pearupyer ¢ BOJOPOJIOM B IIPUCYTCTBUH OMMETAJUIMYECKOTO KaTaln3aTopa, KOTOPbIH MpecTaBisier co00i
1% Pt/0,2% Fe/C, koTOpHIii cMaunBaeTCs BOJIOW B CYCIICH3WH B TeTparuapodypane, ¢ 00pa3oBaHHEM COCIUHE-
HUs hopMysl (6).
17. Crioco6 B COOTBETCTBHH ¢ JI00BIM U3 1. 1-16, Tae coequnenue Gopmysl (5)

N
)
N
H
o NO,
O\

Q)
TTOJIYYaOT ¢ TIOMONIBIO CIIeAyoIIel cTaauu A4:
B KOTOpO# coenuHeHne GopMybl (4)

=0

o NO,
O\

C))
pearupyer ¢ STHICHANAMHHOM C 00pa30BaHHEM COeIUHEHHS GOpMYIHI (5).
18. Crioco6 B cooTBeTCTBHH C 11.17, Tie ctaanio A4 ocyIecTBISIOT B IPUCYTCTBUH N-OpOMCYKIIMHUMHAA.
19. Crioco6 B cootBeTcTBUH C 11.17 min 18, rne craanio A4 ocymecTBISIIOT B CMECH PacTBOPHUTENCH, TaKOH
KaK METaHOJI M alleTOHUTPHIL
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20. Crioco0 B cOOTBETCTBHH C Jr00BIM 13 ML 17-19, e coenunenne Gpopmysst (4)

o
I
o NO,
o\
),
TTOJIYYAOT ¢ TIOMONIBIO CIIeAyFoIIeh cTaaun A3:
B KOTOpO#t coenuHeHne hopmys (3)
(0]
|
HO NO,
O\
(3),

pearupyet ¢ OEH3MIOPOMHUIOM C 00pa30BaHUEM COETUHEHHS HOPMYIIHI (4).

21. Cnoco6 B cootBercTBHH ¢ 1.20, Tae craguio A3 OCYIIECTBISIOT B PacTBOPHUTENC, TaKOM Kak
N,N-gumerunpopmMaMu.

22. Crioco0 B cootBeTcTBUU C 1.20 miu 21, rae craguio A3 OCyIMIECTBISIIOT B IPUCYTCTBUH OCHOBAHWS, Ta-
KOTO KaK KapOOHAT KaJusl.

23. Crioco6 B COOTBETCTBHH C JIFOOBIM 13 mi.20-22, T1ie cTauio A3 OCYIIECTBISIOT ¢ HATPEBAaHUEM B KOJI-
0¢ ¢ 0OpaTHBIM XOJOIITIEHIUKOM.

24. Cnoco0 B coOTBeTCTBUU ¢ TH00BIM U3 T1.20-23, rie coenuneHne hopmydst (3)

(o]
|
HO NO,
O\
(3),
MOJIYYalOT ¢ TOMOUIBIO Clleytomel ctaauu A2:
B KOTOPOH coenuHenne Gopmysr (2)
(@]
|
OJ\O NO,
O\
(2),

pearupyer ¢ OCHOBaHHEM C 00pa30BaHHEM COeTUHEHHs GopMyIHI (3).

25. Crioco0 B COOTBETCTBHH C 11.24, T1€ Ha CTaANU A2 OCHOBAHHME NPEICTaBIISIET CO00H KapOoHAT KaJusl.

26. Crioco0 B cooTBeTCTBUH ¢ 1.24 wimu 25, rie craauio A2 OCYIIECTBISIOT B PaCTBOPUTENE, TAKOM Kak
METaHOJL

27. Crioco0 B COOTBETCTBHH C JIOOBIM U3 TT1.24-26, T/1e coenuHeHue GopmMyis (2)

o)
I
OJ\O/@{N 0,
O\

(2),
MOJTy4aroT ¢ TIOMOUIbIO chenyromeil craauu Al,
B KOTOpO# coenuHenne Gopmynsl (1) B pactBopuree

og

(1)
pearupyer ¢ a30THOH KUCIIOTOH U CEpHOM KUCIIOTOH ¢ 00pa3oBaHueM coenHEHHS HopMyIhI (2).
28. Crioco0 B COOTBETCTBHH € 11.27, TJe Ha cTaauHd Al pacTBOPUTEND MPEACTABISAET COOOH JUXIOPMETAH.
29. Crioco0 B COOTBETCTBHH ¢ JT00BIM U3 M. 1-28, T1e coeaunenne Gopmysl (9b)
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(9b)
MOJTy4aroT, BKIIOUas CleAyroIyto ctaquio A10: B KOTOpoi:
a) coeauHenue Gpopmyisl (9a):

~o Ao~

(9a)
HarpeBaroT C OCHOBaHUEM,
0) mociie OXJIaKICHUS T00aBISIOT METHIT (hOpPMHAT,
B) 100ABJISIIOT T'yaHUIMH THAPOXIIOPH] C TTOCIIEAYIOIINM HarpeBaHUeM,
r) 100aBISIOT BOLY M BOJIHBIM PacTBOP OCHOBAHMS C IOCIJICTYIONINM HarpeBaHUEM,
1) T0OABIISIIOT BOAHBIN PacTBOP MUHEPAIEHON KHCIIOTEL,
€) 700aBISIOT aMUH U QUIBTPYIOT,
%K) 100aBIISIOT BOJHBIH PAaCTBOP CHIIBHOT'O OCHOBAHUS,
3) m00aBNSAIOT BOJHBIA PACTBOP MHHEPAIBHON KHCJIOTHI, TakMM o00pa3oM TIoilydas COEAWHEHHE

hopmysr (9b)

(9b).

30. Crioco6 B cooTBeTcTBHU € .29, Tre Ha ctaguu A1) a) ocHOBaHWE MPEACTABISIET COOOW METHIIAT Ha-
TpHSL.

31. Cnocob B cootBetcTBHH € 11.29 mimn 30, rae cranuio A10 a) OCyIIECTBISIIOT B paCTBOPUTENIE, TAKOM KaK
1,4-nHOKCaH.

32. Croco6 B cooTBeTCTBUU ¢ JI0OBIM 13 T.29-31, e Ha craauu A1Q a) HarpeBaHWe MPEACTABIACT CO-
00li HarpeBaHKe B KOJIOE ¢ OOPATHBIM XOJIOAMIBHHKOM.

33. Cnoco0 B cOOTBETCTBHU C JMOOBIM 13 T.29-32, rae Ha craguu A10 0) oXJaxKJCHHE MPECTABIACT CO-
001 OXJIaXKICHHE IO KOMHATHOM TeMIIepaTyphl.

34. Cnoco6 B COOTBETCTBHH C JIIOOBIM K3 TM.29-33, Tre Ha ctaauu A10 B) HarpeBaHue MPEACTaBIsAET CO-
0olf HarpeBaHue B KOJIOE ¢ 0OpaTHBIM XOJIOIMIEHUKOM.

35. Crioco6 B COOTBETCTBUH C JIOOBIM 13 T1.29-34, rie Ha ctaauu A10 r) ocHOBaHHE PEACTABIACT COO0i
THIIPOKCHUI HATPHSL.

36. Crtoco0 B COOTBETCTBHM C JIIOOBIM M3 mi.29-35, thoe Ha cramuu A10 x) MUHEpalmbHas KUCIOTa Tpe-
CTaBIIsIET COOOM COJSHYIO KHUCIOTY.

37. Crioco0 B coOTBETCTBUU C JIIOOBIM M3 1I1.29-36, e Ha craauu Al0 e) amuH npencTasisieT codoit au-
IUKJIOTEKCUITAMUH.

38. Crioco0 B cooTBeTCTBHH C JMOOBIM 13 1.29-37, rae Ha cTaguu Al0 ) CHIIbHOE OCHOBAaHHUE NPEJCTaB-
JseT COO0M TUAPOKCH]] HATPHS.

39. Cnoco6 B cooTBeTCTBHU ¢ JIIOOBIM U3 1i.29-38, rae Ha craauu Al(Q 3) MUHEpaNbHAs KUCIIOTa TPE-
CTaBIISACT COOOM COJNSHYIO KUCIIOTY.

40. Crioco0 momy4deHus TuruaApoxiIopuaa konammcn6oa (11), KoTopbelii BKITIOYaeT

cramuio A9:

B KOTOpO# coenuHeHne hopMysl (9)

o
()
N N
(O
0 N/)\NHz

©
pearupyert ¢ coenuHeHHeM GopmyIs (9b)
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(9b)

¢ obpazoBannem komannucu6a (10)
0.

7B
2 A)kﬁ)\

(10);
rje coenuHeHne GopMyisl (9)
o

S
(LA,

©
MOJIYYalOT ¢ TOMOUIBIO Clleaytolel ctaauu AS:
B KOTOPOI coemuueHue Gopmyisr (8)

pearupyer ¢ coeauHenneM ¢popmyisl (8a)
I/\ N/\/\CI

O\) x HCI

(8a)
¢ obpazoBanreM coeauHeHUs GopmyIsl (9);
rje coenuHeHne GopMyIsl (8)

HO N” NH,

(8)
MOJIYYalOT ¢ IOMOUIBIO clieytomel ctaauu A7:

B KOTOpO# coenuHenne Gopmynsr (7)
>
N
O/E;(:/)\NHZ
O\
(N

5

pearupyer ¢ BOCCTAaHOBHUTENIEM C 00pa3oBaHUEM coeMHeHHs (Gopmyisl (8);

rae coeauHeHue hopmysl (7)
)
N
O/(Z:/)\NHZ
o\
O]

MOJIYYalOT ¢ TOMOUIBIO Clleayolel cTaauu A6:
B KOTOpO# coenmHeHne hopMysl (6)
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N
B

(I ~N

H

o NH,

O\
(6)
pearupyer ¢ aHHEIMPYIOIUM areHToM ¢ 00pa3oBaHUEM coeTMHEeHHs HopMyJsl (7);

rae coeauHeHue hopMyIsl (6)
i
N
H
O\
©®

MOJIYYalOT ¢ TOMOUIBIO Clieaytolel ctaauu AS:
B KOTOpO# coeamHeHne GopMysl (5)

o NO,
O\

)
pearupyer ¢ BOCCTAHOBHTEIEM C 00pa30BaHUEM COCTUHECHUS (POPMYIHI (6);
u ctaguio All:

B KOTOpO# Komannucu6 gopmynst (10)
(o]

’oBs

(10)

pearupyer ¢ XJIOPUCTBHIM BOAOPOAOM ¢ 00pa30BaHUEM AUTHIPOXIOpHIa Konanmucuba (11)
O

R
Y

(1.

41. Crioco0 B cooTBeTCTBHH ¢ 11.40, TJe XJIOPHUCTHIH BOJOPO MPEICTABIISIET COO0H COMSTHYIO KHUCIIOTY.

42. Crioco6 B cOOTBETCTBHH ¢ JIT0OBIM 13 .40, 41, B koTopoM Komaunucu6 (10) mim IUTHIPOXIOPHIT KO-
narmcn6ba (11) morydaroT ¢ TOMOIIBIO CISAYIONTUX CTAIMH, MPEICTAaBICHHBIX HA PEAKITMOHHON cxeme 3.

NH,
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Peaknmonnast cxema 3

o o o] Br o
| | I |
AcO Cranua A1 AcO No, Cramus A2y No,  Cramm A3 ©/\o NO,
o< ol oL oL

(1 73 3) @)
l Cragua A4
0 0 0
N N N
X O — :
o N NH, cragus A6 ©/\o NH,  Cramn AS ©/\o NO,
EN O\ CN
Y] ©) %)
Cragust A7
. HCI
N (\N/\/\CI o
» o @
£, e ¥ on
HO N/ NH, Cragust A8 ﬁ/@\/AN
o P
o N7 NH,
®) o<

©)

o o~
i AL
Cranust A9 J HOJ\(IN \O O/
o \NJ\NHZCTSHMR A10 (93)
(o] (9b)

J . ®
ﬁ l} o  x2Hcl ) ’\1‘3
1o N/)\N ZN Cragust A11 f PR
IVH LA D C D¢
~ N
N O \NJ\NHz

(11) (10)

H,

43. Crioco06 nomydeHus nuruapoxiopuna ruapara I komarmucu6a (11), KoTopblil BKITIOYaeT
craguio A9:
B KOTOpO# coenuHeHne GopMysl (9)

o

(] -
doed

©)

pearupyer ¢ coeauHeHneM GopmyIs (9b)

¢ obpazoBannem komannucu6a (10)
(¢]

()
N [\;‘-N—> (o]
fJ@ﬁ ~

p
N NH,

(10);
rae coeauHeHue hopmyIsl (9)
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o}

® -
doeH

©)]
MOJIYYalOT ¢ TOMOUIBIO Clieayromel ctaauu AS:
B KOTOPOI coemuHeHue Gopmyisr (8)

N
HO N/)\NHZ
O\
(3),
pearupyert ¢ coeauHeHneM HopmyIsl (8a)
(\N/\/\Cl
o xHCl
(8a)
¢ obpazoBanueM coeauHEeHUS HopMyIsl (9);
rje coenuHeHne GopMyisl (8)
N
P
A
HO N7 NH,
O\
(3

TIOJIYYaOT ¢ TIOMONIBIO CIeAYOoIIeH cTaauu A7:

B KOTOpO# coeauaenne hopmysl (7)
N
[
N
o N/)\NHZ
O\
Q)

pearupyer ¢ BOCCTAaHOBHUTEJNIEM C 00pa3oBaHUEM coelMHeHHs (GopmyIsl (8);

rae coeauHeHue hopmysl (7)
W
©/\o /)\NHZ

N
I
N
O\
Q)

MOJIYYalOT ¢ TOMOUIBIO Clleaytolel ctaauu A6:
B KOTOPOI coemuHeHue Gopmyis (6)

go NH,
o\

(6)
pearupyer ¢ aHHEIMPYIOIIUM areHToM ¢ 00pa3oBaHUEeM coeuHeHHs hopMysl (7);

rae coeauHeHue hopMyIsl (6)
>
N
H
O\
(6)
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MOJIYYalOT ¢ TOMOUIBIO Clleaytomel ctaauu AS:
B KOTOPOI coemuueHue Gopmyisr (5)

)
pearupyer ¢ BOCCTAHOBHTEIEM C 00pa30BaHUEM COCTUHECHUS (POPMYIIHI (6);
u ctaguio All:

B KOTOpO# Komannucu6 gopmynst (10)
(0]

oo
N [e]
/O

(10)

pearupyer ¢ XJIOPUCTBIM BOJIOPOJOM ¢ 00pa3oBaHUEM JUTHAPOXIopuaa Komanaucuba (11)
O

N N
9
N o
o N/)\HJKEQN el
~° N/)\NH2

an,
rae auruapoxiiopuy kormammcu6Oa (11) npeacrasieH B popme AUruapoxiIopuaa Konamimcuba ruapara I,
KOTOPBI nMeeT MakcuMyM IukoB XRPD [°2@] (menp (Cu)) 5,6, 7,0, 15,4 u 26,4.
44. Cnioco6 momydenust nuruapoxiopuaa ruapara 11 konanmucu6a (11), KOTOPHIH BKIIOYAET CIIEAYIOIIYIO

craguio A9:
N N
)
N
o) N//I\NHZ
o\

B KOTOPOI coemuuenue Gpopmyisr (9)
)

pearupyert ¢ coeauHeHneM HopmyIs (9b)

(b)
¢ obpaszoBanuem Komannucu6a (10)
o

S,

(10);
rae coeauHeHue hopMyIsl (9)
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o

(] -
(L

9
MOJIYYalOT ¢ TOMOUIBIO Clieaytomel ctaauu AS:
B KOTOpO#t coenuHeHne hopMysl (8)

)
N

P

HO N NH,

pearupyert ¢ coeauHeHHEeM HopMyIIHl (8a)

¢ obpazoBanreM coeauHEeHUS GopMyIsl (9);
rjae coenuHeHne GopMyisl (8)

HO N~ NH,

MOJYy4YaroT ¢ MOMOIIbIO cnez[y}olueﬁ cTaanuu AT:

B KOTOpO# coenuHenne Gopmynsr (7)
N
[
N
O/©\//\N/)\NH2
O\
N

>

pearupyer ¢ BOCCTAHOBHTEJEM C 00pa30BaHNEM coequHEeHHs PopMyIsl (8);

rjae coenuaeHne Gopmys (7)
)
N
o/(;\/N:\Nl-i2
o\
(7

MOJYy4YaroT ¢ MOMOIIbIO cnez[y}olueﬁ cTaanuu Ab:

B KOTOPOI coemuHeHue Gopmyis (6)
S
N
H
o\
(6)

pearupyer ¢ aHHeTUPYIONTUM areHTOM ¢ oOpa3oBaHueM coeTuHeHUsT GopMysI (7),

rje coenuHeHue GopMyIsl (6)
i
N
H
O\
(6)

TIOJIYYaOT ¢ TIOMONIBIO CIeAYIOIIeH cTaauu AS:
B KOTOpO# coenuHeHne GopMysl (5)
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(5)
pearupyer ¢ BOCCTAaHOBHTEJIEM C 00pa30BaHHEM coequHEeHHs PopMysl (6);
u cragnio All:

B KOTOpOi#t komaumucud ¢popmysl (10)
o

]
D

(10)
pearupyer ¢ XJIOPUCTBHIM BOAOPOAOM ¢ 00pa30BaHUEM AUTHIPOXIOpHIa Konanmmcuba (11)
QO

IR
i )\k@)\z ol

1),
re quruapoxiopua konarmucuba (11) npenctaBineH B hopMe AUTHIPOXIOpHIA Komanaucnoa ruapata 11,
KOTOpBI nMeeT MakcuMyM mukoB XRPD [°2@] (mexp (Cu)) 5,7 u 7,3.

45. CoenuneHue
N
B
N
H
o} NO,
O\

().

>

N

go NO,
O\

(5),
JUTA TIonTy4deHus Konaunucuoa (10) mim ero turuapoxiopuaa Wik IUTHAPOXJIopuaa ruapaTa | komanmmcu-

6a nnmu nuruapoxiopuaa ruapata Il komannucuba:
O

()
D

(10),
rae puruapoxiopun ruapar I umeer makcumyM nukoB XRPD [°20] (mens (Cu)) 5,6, 7,0, 15,4 u 26,4, a
muruapoxsopun runpat I umeer makcumym ukoB XRPD [°2@] (mens (Cu)) 5,7 n 7,3.

46. [IpuMeHEHNE COSTUHEHUS
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200

Ionoxerne [°20] (Meas (Cu))
@ur. 1

4000

3000

2000

1000

ITomoxenne [°20] (Meas (Cu))

dur. 2
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O1cueTe!
3000 -}
2000
1000
0 T T T
10 20 30
Iloaoxenne [°23] (Mexs (Cu))
Ouwr. 3
O1cyeTh
4000
2000
o o MUW M

TloaoxkenHe [°20] (Megs (Cu))

Our. 4
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OTCUeTH

4000

2000

Hoaoxkenre [°2@] (Meas (Cu))
@ur. 5

@ EBpa3suiickasi naTeHTHas opraHusaumsi, EAMB
Poccus, 109012, Mockea, Manblii Yepkacckuin nep., 2
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