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R/\r/N\N‘R1

Rz\(\,yn"“ﬁo

o0TafafoM ~ aHTarOHUCTHYSCKUMH  CBOWCTBAMH B  OTHOWmICHWH pementopa P2X7 (P2X7),
(hapMareBTHUECKIM KOMITO3UIMSM, COZEPXKAIIMM yKa3aHHBIE COCIMHEHHS, XMMHUYECKHM CcIiocobam
MOJTyYCHUS YKa3aHHBIX COCIMHEHUN M X IPUMEHEHUIO IS JICYCHUS MM MTPOQUIAKTUKY 3a00IeBaHNH,
CBSI3aHHBIX C aKTUBHOCTBIO perentopa P2X7, y 5KMBOTHBIX, B YACTHOCTH Yy JIFONIEH.
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2,4-TUT'UAPO-3H-1,2,4-TPUA30JI-3-OHOBBIE AHTAI'OHUCTDI P2X7

Hacrosimee nzo0perenne orHOCUTCS K HOBBIM 2, 4-murunpo-3H-1,2 4-tpuason-3-
OHOBBIM coenuHeHusIM Gopmyibl (I), obragaromuM aHTArOHUCTUIECKIME CBOMCTBAMU B
otHoueHuu penentopa P2X7 (P2X7), dpapmaneBTHUECKUM KOMIIO3ULUAM, COAEPKAIINM
yKa3aHHbIE COEIMHEHNS], XUMUYECKUM CIIOCO0aM MOy YeHHUS YKa3aHHbBIX COSMHEHUH 1 UX
NPUMEHEHUIO [T JISYEHUsI UJIM PO MITAKTUKU 3a00JI€BaHUM, CBA3aHHBIX C aKTUBHOCTBIO
peuentopa P2X7, y )KUBOTHBIX, B YACTHOCTH, Y YE€JIOBEKA.

P2X7 mnpuHagnexuT K CEMEeNCTBY MOHOTPONHBIX peuentopoB P2X. P2X7
aKTHBHUPYETCSl BHEKJIETOYHBIMH HYKJIEOTHAAMH, OCOOEHHO aneHosuHTpHudochaTom
(AT®). P2X7 ornouuaercs OT ApPyrux wWieHOB cemelictBa P2X  cnenuduueckoi
nokamzaimedi (B yactHocTd, B IIHC M MMMyHOKOMIIETEHTHBIX KJIETKAX), BBICOKHMH
koHneHTpaunsivMu AT® (B MM nuamna3oHe), HEOOXOIUMBIMH TSl €0 AKTUBALIMH, & TAKKe
CIOCOOHOCTBEO 00pa30BbIBATH OONBIIME TOPbI MPU UJIMTEIbHOM WM MHOTOKPATHOMN
crumyssiiui.  P2X7  npencraBnseT coOOW  JIMraHA-3aBUCHMbIM HMOHHBIA KaHal U
NPUCYTCTBYET B PA3JIMYHBIX THIAX KJIETOK, B OCHOBHOM B T€X KJIETKaX, KOTOpBIE, KaK
U3BECTHO, YYaCTBYIOT B BOCHAJIUTEJLHOM H/WJM UMMYHHOM MpPOILECCEe, B YACTHOCTH, B
Makpodarax, Tyunbix kinetkax u jumbonmtax (T u B). AxruBaums peuenrtopa P2X7
BHEKJIETOYHBIMU HyKjieoTuaamu, Hampumep, AT®, npuBomuT K BBICBOOOMKIEHHUIO
uHTepeiikuHa- 13 (1IL-1B) U 00pa3oBaHHIO TUTaHTCKUX KJIETOK
(Makpodarn/MUKpOTIMAIBHBIE KJIETKH), NETPAHYJSALIUHN (Ty4HbIE KIETKH) U HICIIUHTY
monekyn L-cenektuHa (numdormtel). Peunenroper P2X7 Takike pacrojioKeHbI Ha
aHTUTreHnpe3eHTupyromux kinerkax (APC), kepaTMHOIMTAax, AamMHAPHBIX KJIETKaX
CIIOHHBIX Jkeje3 (KJIeTKaX OKOJIOYIIHOH JKeJe3bl), TemaToLUTaX, SPUTPOLHTAX,
SPUTPOJICHKEMUYECKIX KJIETKAaX, MOHOIUTAX, (GuOpodiacTax, KJIeTKaX KOCTHOTO MO3ra,
HEHPOHAaX M MeE3aHTMajbHBIX KjeTkax nodek. Peunentop P2X7 Takxke U3BECTEH Kak
OoneBoil MaTUMK B HEPBHOW CHCTEME. DKCIEPUMEHThl C TNPUMEHEHHEM MBbIIeH ¢

nepuumrom P2X7 nemoHCTpHpyIOT poste P2X7 B pasBuTHu 00NN, TOCKOJIBKY YKa3aHHBIE
1
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MBIIM  ObUTM 3alMINEHbl OT pa3BUTHS KaK BOCHAJUTENHHONH OOJH, BBI3BAHHOMN
aJbIOBAHTOM, TaK M HEWPONaTW4ecKOl OOJM, BBI3BAHHOM YACTUYHBIM JIUTHPOBAHUEM
HepBa. Takke TOsBIsIeTCsl BCce OONbINE MOKa3aTelnbcTB TOro, uro P2X7 wmm ero
Hikenexkamue 3¢dexropsl, Takue kak [L-1P, yuacTBy0T B maTOU3UOJOTHH HEKOTOPBIX
HEBPOJIOTHUYECKUX PACCTPONCTB, TakuX Kak Oosiesnb Anbureiivepa (J.1. Diaz-Hernandez ef
al., Neurobiol. Aging 2012, 1816-1828: /n vivo P2X7 inhibition reduces AP plaques in AD
through GSK3p). ITonaratot, uyro P2X7 urpaer BaxHyr0 (yHKLUHIO B HEHPOTPAHCMUCCHU
B [IHC nocpencTtBoM ero akTUBallMM HAa MMOCTCHHANTHYECKUX W/WIIU MPECHHANTHYECKHX
HENPOHAaxX U IJIUU.

INosiBunMCH NaHHbIE, TONYYEHHBIE TIPU TOMOLIY THOPUAN3ALH iR Sifll, O TOM, YTO
MPHK peuenropa P2X7 mupoko pacmpocTpaHeHa MO BCEMy I'OJOBHOMY MO3TY KPBICHI
B vactHoCTH, 06nacTu BeIcOKOH dkcnpeccurt MPHK P2X7 Gbiin 0OHapy keHbI B IepeaHeM
OOOHSITELHOM siipe, KOpe TOJIOBHOTO MO3ra, rpymesnaHoil kope (Pir), marepanbHOM
neperopogodHom siape (LS), crosx mupamupaneHbix kietok runmokammna CAl, CA3,
CAA4, sppax MocTa, HAPYKHOM KJIMHOBHIHOM SIAPE U MEIUATBHOM BECTUOYIISIDHOM SIAPE.
Curnanbl rubpuamzaunun P2X7 nHaOmomanu Takke B MOTOHEHpPOHAX TPOMHUYHOTO
JOBUTATENbHOTO SA1pa, JULEBOTO sApa, MOABA3BIYHOIO SiApa U MEePEeIHero pora CIIMHHOTO
MO3ra.

CrnenoBaTenpHO, CYINECTBYeT TEPANEBTHUECKOE OOOCHOBAHUE TNPUMEHEHHSI
aHTAaroHUCTOB P2X7 1 jeueHHus pa3udHbIX OOJIE3HEHHBIX COCTOSIHUH. Y Ka3aHHBbIE
COCTOSIHUSI BKJIFOYAIOT, HO HE OTPAaHUYUBAIOTCA MMH, 3a0oieBanusi, cBsizaHHble ¢ [{THC,
Takue Kak 0one3Hb Anblreiimepa, 6one3ns [lapkuHcoHa, Ooe3Hb XaHTHHITOHA, OOKOBOH
aMHOTPOPMUECKHI CKIIEpO3, MOBPEXKIEHHE CIUHHOTO MO3ra, LepedpasibHas HIIeMHS,
TpaBMa roJjiOBbl, MEHUHTUT, PacCTPONCTBAa CHA, pacCTPOICTBAa HACTPOEHUsI U TPEBOXKHbBIE
paccTpoONCTBa, HelpoBOCHajeHue, HHAyLUupoBaHHOe BUU-uHbpekumel, U XpoHUUECKas
Heliponaruyeckas W BocmanuTenbHas Oomb.  Kpome Toro, mepudeprueckue
BOCIIAJIUTENIbHbIE 3a00JIeBaHMs M AyTOMMMYHHBbIE 3a0OJI€BaHUs, BKIIFOYAs, HO He

OrpaHUYMBAsICb UMM, PEBMATOUIHBIN apTPUT, OCTEOAPTPUT, MCOpHA3, aJIePrHUeCKUui
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JIEPMATHUT, aCTMY, XPOHUYECKYI0 OOCTPYKTHBHYIO OOJI€3Hb JIETKHUX, TUIEPPEAKTUBHOCTb
OBIXaTENbHBIX TYTeH, CEeNTHYECKHH INOK, OpOHXHUT, TIJIOMEPYJOHEPPHUT, CHHAPOM
pa3apakKeHHOTO KUIICYHHKA, KUPOBYIO OOJIe3Hb medeHu, (uOpo3 MedeHu, MOBPeXKaeHUE
KOXH, SM(pU3eMy JIeTKHX, MBIIIeUHY0 auctpoduro, Gudpos, arepockiiepos, 0KOroBOe
noppexneHne, Oonesnb KpoHa, s3BEHHBIH KOJNUT, BO3PACTHYIO  MAaKYJSIPHYIO
JEreHepaLuIo, pOCT U METaCTa3upPOBAHUE 3JI0KAYECTBEHHBIX KJIETOK, cuHapoM Illerpena,
MUOOJIACTHBIN  JIeHKO3, 1uadeT, OCTeOmopo3, HIIEMUYeCKyl0 OoJie3Hb cepnaua,
MPEACTABIISIOT CO00M mpumMepbl ydactusi perentopoB P2X7. C y4eroM KIMHUYECKOU
BaxkHOCTH P2X7, wuneHrudukaumst COeqUHEHUI, KOTOpPblE MOAYJUPYIOT (DYHKIHIO
peuentopa P2X7, npencrasisier coOol MPHUBIEKATENbHBIN MyTh I Pa3pabOTKH HOBBIX
TEpPaNeBTUYECKUX areHTOB.

WNuruburopst P2X7 onucaHsl B pa3MyHbIX TAaTEHTHBIX 3asSBKaX:

B nokymenTe Ne W02004099146 onucanbl OeH3aMUAHbIE MHTUOUTOPBI peLenTopa
P2X7 u ux npuMeHeHue IS JICYSHHsT BOCTIAIUTENIbHBIX 3a00JI€BaHU

B nokymente Ne WQO2009108551 ommcaHbl aHajord reTepoapujiamMuaa U HX
MPUMEHEHHUE NPU COCTOSHUAX, ONOCPENOBAHHBIX perentopom P2X7;

B nokyMeHTe Ne W(02009132000 onrcadbl XUHOJMH- U U30X UHOJIMH3AMEIICHHBIC
aHTaroHucTsl peuenropa P2X7 um ux npuMeHeHHE NPU COCTOSHUSX, ONOCPEIOBAHHBIX
peuentopom P2X7;

B gokymeHnte Ne WO2015119018 omucanbl THA30bHBIE W OKCA30JIbHBIC
NIPOU3BOJIHbIE B Ka4deCTBE AHTArOHUCTOB peuentopa P2X7 u ux npuMeHeHune mpu
COCTOSIHUSIX, ONIOCPEAOBAHHBIX penentopoM P2X7;

B nokymeHte Ne WQO2015/099107 Al onmcaHbl NHUPUMUIMHOH3AMEIICHHBIE
aHTaroHucTsl peuentopa P2X7 m ux npuMeHeHUe NPU COCTOSHHUSX, ONOCPENOBAHHBIX
peuentopom P2X7;

B nokymeHTe Ne WO2018202694A 1 onrcanbl OKCana30JIMHOHOBBIE aHTArOHUCTHI
peuentopa P2X7 m ux npuMeHeHHEe NPU COCTOSHUAX, ONOCPENOBAHHBIX PELENTOPOM

P2X7.



Tem He MeHee, Bce elne CYLIECTBYET HEYIOBJIETBOPEHHas MOTPEOHOCTh B
COCIMHEHUSIX, KOTOpble CHOCOOHBI OKa3biBaTh 3(PPEKTUBHOE aHTArOHUCTUYECKOE
nencrsue B OTHOWEHUH P2X7 M KOTOpbIE MOXKHO AOCTAaBJSITh B pa3jIM4YHbIE OPIaHbI-
MHUILLIEHHU, KOTOPbIE SABJISIFOTCS Y4aCTKaMU MAaTOJIOTHUHU, onocpenoBaHHon P2X7, Bkimroudas

5 ronoBHOMI MO3T. Takue coeAMHEHNsI IPETIOKEHBI B HACTOALIEM TOKYMEHTE.

Huxxe npencraBieHbl pa3M4HbE  BApUAHTBl  pEAIM3alUU  HACTOSLIErO
U300 peTeHusI.

Hacrosiee nzo0perenue ornocurcs k 2,4-gurunpo-3H-1,2,4-tpra3oi-3-0HOBbIM
coenuHeHUsM cnenyroment popmyisl (I) wim ux gpapMareBTHUIECKH MTPUEMIIEMBIM COJISIM:

10

R/\r/N\N"'R1

RZ\anN‘ﬁo
M
BKJTFOYAst JIIOOYIO UX CTEPEOXHMMUYECKU H30MEPHYI0 hopmy, Tae:
R npencrasisier coboii apomaTuueckoe, anu(aTuveckoe, rerepoapoMaTHUECKOe
WK reTepoan(aTHuecKoe KOJbLO, HEOOsS3aTeNbHO 3aMELICHHOe OJHMM Win Oolee
15  3amecturensmu, BHIOPAaHHBIMH U3
rajioreHa;
C1-C4 ankuna, He0Os3aTENbHO 3aMEIIEHHOTO OTHUM WITH 0OJiee rajioreHaMu;
R1 npencrasnsier cobdoit C3-Cs UKITOANKII, HEOOS3aTeIbHO 3aMEIIEHHbIN OTHUM
unu 6onee rajgoreHamu, uian Ci-Cy4 anku, HeoOs3aTeNbHO 3aMeIeHHBIN OJHUM WK 00Jjiee
20  3aMecTHTENsIMH, BHIOPAHHBIMH H3:
rajoreHa;

OR3, rme R3 mpencraBmsser coboit H wm Ci-Cs4 ankun, HeoOs3aTENbHO

2
3aMeIeHHbI OTHUM TN 00JIee TrajlorTeHaMH,
rpymmmel NR4Rs, rme R4 m Rs mpencraBmsiror coboit H wmu Ci-Cy anmkwmm,

25  HeoOs13aTeNIbHO 3aMeELIEHHbBINA OMHUM UJIH 0O0JIee rajJoreHaMu,

Cs-Cs MHUKJIOAJIKHJIA, He00s13aTEIbHO 3aMEIICHHOI'O OAHUM HJIU Oouee raJjorcHaMu,

4
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(beHMIBHOTO KOJbIIa, HEOOSA3aTeIbHO 3aMELIEHHOTO FaJIONeHOM,

n paBHO | Wiy 2; NpeAnoOYTUTENBHO N PABHO 1

R> BBIOpaH M3 apOMAaTHUYECKOTO, reTepoapoOMaTHUECKOro, aaupaTUIecKoro u
rerepoanudaTuieckoro - MOHOLMKJINYECKOTO  WMIM  OWIMKIMYECKOro  KOJbIIA,
HeoOs13aTeIbHO 3aMELIEHHOT0 OHUM HJIH 00JIee 3aMeCTUTENSIMHU, BEIOPAHHBIMU U3

rajoreHa,

C1-C4 anxuna, He0OA3aTENBHO 3aMEIIEHHOTO OJJHUM MK OOJiee rajloTeHaMu; U

reTepoapoMaTHYECKOro KOJIbIIA, HEOOSA3aTeNIbHO 3aMEIEHHOrO OJHUM UJU Oornee
rajloreHaMuy,

wm R npencrasnser coboit -OH.

B npenpiaymux onpeneneHusx:

TepMuHBI «rajioreH-», «rajoreH» M «rajloreéHua», KOTOpble MOXXHO MPUMEHSATH
B3aNMO3aMEHSIEMO, OTHOCSTCSI K PTOp-, XJI0p-, OpoM- 1 foa-.

TepmuH «cTepeoxuMuueckn H30MepHbIe (OPMbI», TNPUMEHSEMBIIl paHee B
HACTOSILIEM JOKYMEHTE, OMpeaessieT BCe BO3MOXKHBIE H30OMEpHbIE (hOPMbI, KOTOPBIMH
moryT oOiamate coenuHenuss ¢opmynbl (I). Ecnu He ykazaHO HWHOE, XUMHYECKOE
o0O3HadeHne CoelMHEeHNH O003HA4aeT CMeCh BCEX BO3MOKHBIX CTEPEOXHMUYECKU
U30MEpHBIX (OPM, TPU 3TOM YKa3aHHbIE CMECH COAEPIKAT BCE AHACTEPEOMEpPbl U
SHAHTHOMEPbI OCHOBHOI MOJIEKYJIIPHOH CTPYKTYpbI. B 4aCTHOCTH, CTepeOreHHbIE LIEHTPHI
MOTYT UMETh K- WK S-KOH(PHUTYPaALHIO; 3aMECTHTEIH MPH IBYXBAJIEHTHBIX LIUKJIMYECKHX
(YaCTUYHO) HACBILICHHBIX PAAUKAIaX MOTYT UMETb KaK y#C-, TAK U MPAHC-KOH(PUTypaLuio.

Crepeoxumudeckn n3oMmepHble (popmbl coenmuenuin popmyiner (I), oueBuaHO,
BKJIIOUEHBI B 00BbEM HACTOAIIEr0 N300pETeHNUS.

AbcomoTHas cTepeoxuMuYeckasi KoHpurypauus coeauneHuil gopmynsl (I) u
NPOMEXKYTOUYHBIX COCIMHEHHUH, MPUMEHSEMbIX Ui UX MOJYYEHHUS, MOXKET JIETKO OBITh
olpefeNieHa CHEeLHATUCTAMA B JAHHOW O0JacTH TEXHUKH C TMPUMEHEHHEM XOpOIIO
U3BECTHBIX CIIOCOOOB, TAKUX KaK, HAPUMEP, AU(PAKIHS PEHTT€HOBCKHX JIyUYeH.

Kpowme Toro, HekoTopsle coenuaeHust popmyisl (1) 1 HEKOTOPBIE TPOMEKYTOUHBIE
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COCMHEHUs], TMPUMEHsSEMbIe IJIsi WX TMOJYYeHUs, MOTYT MPOSBIIATh IMOJUMOP(PU3M.
Crnenyer moHUMATh, YTO HACTOsIIEe M300PETEHHE OXBATHIBAET JIFOOBIE MOJUMOP(]HBIE
¢dopmbl, obnagaromye CBOMCTBAMHU, MOJIE3HBIMU TPU JICYEHUH COCTOSIHHM, YKa3aHHBIX
BBIIIIE.

ITonpasymeBaercs, 9To (papMarieBTUIECKU IPUEMIIEMbIE COJIH, YKa3aHHbBIE BBIIIE B
HACTOSIIIIEM JOKYMEHTE, BKIIOYAIOT TEPANeBTHUYECKH AKTUBHBIE HETOKCHYHBbIC (HOPMBI
CoJiell TPHCOEOUHEHUS] KHUCJOTBL, KOTOpble CIIOCOOHBI O0pa3OBLIBATH COEAMHEHUS
dopmyset (I). VYkazannele (apManeBTHYECKH MPUEMIIEMbIE COJNH  MPHCOEIHHEHHUS
KHCJIOTBI MOXXHO yAOOHO mony4yarh myTeM OOpabOTKM OCHOBHOH (OpMBI Takon
noaxoasimeit kucnoroi. [Togxonsinue KUCIOThI BKIIOYAIOT, HAPUMEpP, HEOPraHUYECKUe
KHUCJIOTBI, TAKHE KaK raJIOre HBOAOPOAHbIE KUCJIOTHI, HAIPUMED, XJIOPUCTOBOJOPOAHAS UITU
OpPOMHCTOBOIOPOAHAST KHCJIOTA, CEpHasi, a30THas, (GochopHasi U T.N. KHUCIOTHI, WU
OpraHMYecKHue  KHCJOTBhI, TakHe KakK, Hampumep, YKCyCHas, IpOINaHOBas,
THIPOKCUYKCYCHAs, MOJIOYHAsi, MHPOBUHOTPAAHAs, IaBejieBass (T.e. OTaHIMOBAs),
MaJIOHOBasl, siHTapHas (T.e. OyTaHAMOBasH), MajerHOBas, (PymMapoBasi, siOJOYHAS, BUHHAS,
JUMOHHAsI, METaHCYyJb(pOHOBasi, TPUPTOPMETAHCYIbOOHOBAS,  3TaHCYJIb()OHOBAS,
OeHzoNCynbpOHOBAS,  M-TONYONCYJbOHOBAs,  ILMKIAMOBAas,  CaJUIWIOBAs, /-
AMHUHOCAJIMIIMIIOBAS], TAMOBAs M T.I1. KUCJIOTHI.

U Haobopor, yka3aHHbIE COJIeBbIe (POPMBI MOKHO MPEeBpaIIaTh MyTeM 00paboTKH
COOTBETCTBYIOLIUM OCHOBaHHEM B (OpMY CBOOOTHOTO OCHOBAHUSI.

Coenunenust popmyisl (I) MOTYT CyIIecTBOBaTh Kak B HECOIbBATHPOBAHHOM, TaK
U B COJIbBATHPOBAaHHON (hopmax. TepMIH «CONbBAT» MPUMEHSIOT B HACTOSIIIEM JTOKYMEHTE
IUIT  ONMMCAHHUS MOJIEKYJSIPHOM acCOLMAIMM, BKIFOYAOLIEH COEJUHEHHE COTJIACHO
HACTOSIIIIEMY U300PETeHHIO U OTHY MUK O0Jjiee MOJIeKyJT (hapMarleBTHYeCKH PUeMIIEMOT0
pacTBOpPHUTEJISI, HATIPUMEpP, BOIBI WJIM 3TaHOJA. TepMHUH «THApAT» MPUMEHSIOT, KOrna
yKa3aHHBII PACTBOPHUTEIb MPEICTABISAET COOOH BOAY.

[IpennoururensHo R mpencraBnser coOoil (GeHWI, TUPUIUHII, UKJIOTEKCHII,

LHUKJIOTCTITUII, MANIEPUAVHNIT UJTA TTUTICPA3UH NI, HEOOs3aTeIbHO 3aMeH_[eHHI:>II7I OOHUM HUJIN
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Ooee 3aMeCTUTENSIMU, BBIOPAHHBIMH U3:

rayioreHa, npenmnourutesibHo Cl u F;

C1-C4 ankuna, MpearmovYTUTENbHO METHIIA, HEOOS3aTENbHO 3aMEINEHHOTO OXHUM
iy OoJiee rajloreHaMu, MPEAIOYTUTENPHO METHIIA WITH TPUPTOPMETHIIA.

n paBHO | Uiy 2; NpeanoYTUTENBHO N PaBHO 1.

IIpennoururensHo R npencrasnser codoii C1-Cy ankui, MpeArnoYTUTENBHO METHIT
WU 3TWJI, HEOOSA3aTENIbHO 3aMEIEHHbIN

OIHMM MM OOJiee rajloreHaMu, MpeanoYTUTeNbHO F,

C3-C4 ULUKJIOANKWIOM, TPEATOYTUTENPHO LUKJIONPOMMIIOM, HE0Os3aTeNbHO
3aMELIEeHHBbIM rajJOreHoM, NPeANnoYTUTENbHO F, nmm

(beHUITBHBIM KOJIBLIOM.

IlpenmouturensHo R BbIOpaH M3 apoOMaru4yeckoro,  amupaTHYECKOro,
reTepoapoOMaTHYECKOTO HIIM reTepoangaTuieckoro Konpla, BbiopanHoro u3 penumna, Cs-
C7  uwmknoanmkmia, Ce-Cg  OMUMKIOANKAHWIA, NUPUOUHINIA,  NUNEPUAMHUIA,
teTparuapodypanmia 1 MOpQHOTUHIIIA, TIE YKA3aHHOE KOJIbLIO HE00SA3aTeNIbHO 3aMEIEHO
OIHHMM HJIN OOJiee 3aMECTUTENIIMH, BBIOPAHHBIMU W3 TaJIOTeHa, FeTepoapOMaTHIECKOTO
KOJIbLIa, HeoOs3aTeNbHO 3amereHHoro rajoreHoMm, u Ci-C; ankwmia, HeoOs3aTeNbHO
3aMeLIeHHOrO OJTHUM MK OoJiee aTOMaMu rajioreHa, win R, npencrasisier codoit -OH.

[IpeanodTHTENbHBIN BAPUAHT PeaM3alMi HACTOSIIETO H300PETEHNUsI OTHOCHUTCS K
coenuneHusiM popmyisl (1), Kak onpeneseHo BhIIIE, Te:

R BbIOpaH W3 IWMKJIOrenTWIa, LMKJIOTeKCHIa MWK (eHmna, HeoOs3aTeIbHO
3aMelIeHHOro OMHUM it Oostee ranoreHamu, npennodruresbHo F umn Cl, C1-Cy ankumiom,
NPEANOYTUTEIbHO METUJIOM, HeoOs13aTeIbHO 3aMeleHHbIM rajjoreHoM,
npeanouTuTeNbHoO F,

R1 Be1Opan u3 C1-C4 ankuna, mpeArnoYTUTEIbHO METHIIA HITH 3THIIA, HE0O3aTeNbHO
3aMeIeHHOr0 OTHUM WM OoJiee rajoreHamu, npennodrutenbHo F; C3-Cy nukioankmna,
NPEANOUTHTEbHO  LUKIONPONMIA,  HEOOS3aTeNIbHO  3aMELIEHHOTO  TaJIOr€HOM,

NpeAnOYTUTECIIbHO F, Wi (I)GHI/I.]'II:HI:;IM KOJIBLIOM,
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n paBHO | Uiy 2; NpeanoYTUTENBHO N PaBHO 1.

R2 BbIOpaH u3:

- (eHnna, HeOOSA3aTENPHO 3aMEINEHHOTO OJHMM WM 0oJiee 3aMEeCTHUTENSIMH,
BbIOpaHHBIMH U3 rajoreHa, npexnoururenbHo F uma Cl, Ci-Cy4 ankwmina,
HeoOsA3aTeNbHO  3aMEINEHHOrO0  OAHMM  HJIM  Oojiee  TajloTeHaMH,
npeanouTuTeabHo F, u nupumuauania, HeoOs3aTeNbHO 3aMEIEHHOTO OJTHUM
wn OoJiee raJloreHaMu, MpeanoYTUTENBHO F

-  TNUpUAMHWIA, HeoOs3aTeNnbHO 3aMelieHHoro oxHuMm uim  Oonee C1-Cy
AJIKUJIAMH, TPEIINOYTUTEIbHO METHIIOM, HEOOS3aTeNIbHO 3aMeIeHHbIM OTHUM
wi OoJiee rajJloreHaMu, MPEAnOYTHTENBHO F;

- MHNEPUIUHUIA, HE00s13aTETBHO 3aMeIeHHOr O C1-Cy4 AJIKHIIOM,
NPEeANOYTUTEIbHO METUIIOM;

- IMKJIOreKCHsa, HeoOs3aTeNbHO  3aMEIIEHHOr0  OfHUM Wik Oosee
3aMeCTUTENIMH, BBIODAaHHBIMU M3 Taynorena, mnpeanoururesnbHo F, Ci-Cy
aJIKWJIa, TPEANOYTUTEIBHO METHIA, HEO0S3aTeIbHO 3aMEIIIEHHOTO TaJIOr€HOM,
npeanoyTuTensHo F,

- LUKJIOMPONWIA, UHUKJIOMEHTHJIA WO  I[MKIOTeNTHIA, HeOoOsI3aTelbHO
3aMeIEeHHOrO OIHUM WM O0Jiee raloreHaMu, MPEeaNOYTUTENBHO F;

- TeTparuapodypaHua,;

- MopdonuHMIa, HeoOsi3aTenbHO 3aMenieHHoro omHuM win Oonee Ci1-Cy
AJIKVWJIAMH, TIPEATIOUTHTEIbHO METHIIOM;

- Ounukio[3.1.0]rekcan-3-m1a, He0OsS3aTeHHO 3aMEIIEHHOTO OHUM WK Ooree
rajloreHaMu, MPEATNIoYTUTENBHO F;

- cnupo[2.5]okTaH-6-una; u

- -OH.

JIpyrofi NpennoYTUTENbHBIM BapUAHT pEANTU3aLMN HACTOSIIEro H300peTeHus

OTHOCHUTCSI K coeqHeHIsIM dopmy bl (1), kak onpeneneHo Boiie, rae:

R BBIOpaH u3 nukiIorekcuna, 4,4-auQTOPIUKIONeKCIIA, IUKJIOTENTHIIA, 2-XJI0p-6-
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10

15

dropdenmna, 2-xmop-4-propdpenmnna, 2-propdenmna, 4-propdenmna, 2-xnophenuna, 2-
TpudTOpMETHII(hEHIIA,

Ri  BeiOpan w3  Bomopoma, MeTwna, OTwia, 2,2, 2-TpudTOpITUIA,
LUKJIONIPpONTIMeTIIIA, OeH3mia, 3,3,3-Tpudropnponmia, 2,2-1udTopsTHia;

n paBHO | Uiy 2; NpeanoYTUTENBHO N PaBHO 1.

R2 BBIOpaH u3 4-gropdenuna, 2-xaop-6-¢propdennna, 2-rpudropmerundennna, 2-
xJop-5-(5-proprmpumunuH-2-wn)penHmna, 2-MeTWINHPUANH-3-11a, HUKIOorekcuna, 4,4-
mudropuukiorekcuia, 3,3-audToprukionenTtuia, 6,6-mudTopouumkiio[3.1.0]rekcan-3-

wia, 4-¢propuukiorekcuiaa,  4-TpuPTOPMETIILMKIOTEKCUIA,  [UKJIOTeNTWIa,  2-

(TpudTopmerin)upuauH-4-una, 4-crnupo[2,5]okran-6-una, 4,4-IMMeTHILUKIOTeKCUIIA,
TeTparuapodypan-2-mna, l-meTunnunepuauH-2-una, Mopdonununa, 2,2-

AVMMETUILIKIIOTeKCHIa, 3,3 -numeTunmopdonunmna, nukiorentuimeruna u OH.

HauGonee npeanoururensHo coenquuenne Gopmyibl (I) cormacHo HacTosmemMy

U300 peTeHHIO BEIOPAHO U3 TPYIIIBI, COCTOSIIEH H3:

I[Ipumep HasBanue no Homenkyarype IUPAC

5-(2-xnop-6-propbensmn)-4-(4-propOeH3mn)-2-meTmn-2,4-TUruapo-

1 3H-1,2,4-tpua3on-3-oH
5-(2-xnop-6-propOeH3mm)-4-(LIUKIOT eKCHITMETH )-2-MeTHI-2,4-
2
nuruapo-3H-1,2 4-tpuazon-3-ox
5-(2-xnop-6-propoensmn)-4-((4,4-1ud TOPLIUKIOTEKCHIT )METHIT ) -2~
3
MeTw-2,4-pquruapo-3H-1,2 4-tpuazosn-3-ox
5-(2-xnop-6-propoerzmn)-4-((3,3 -nud TOPLUKIOIEHTHIT) METHT )-2-
4
Metun-2,4-nquruapo-3H-1,2 4-tpuazon-3-ox
5 5-(2-xnop-6-propoenzmn)-4-((6,6-nudpTopourmkio[3.1.0]rekcan-3-
wi)Metun)-2-metmn-2,4-aurunpo-3H-1,2 4-tpuazon-3-oH
6 5-(2-xnop-6-propbersmn)-4-((4-pTopLHKIOreKCUIT)METHIT ) -2 -METUII-

2,4-puruapo-3H-1,2 4-tpuasosn-3-ox
5-(2-xnop-6-propbensmn)-2-merun-4-((4-

7 (TpudTopmMeTILIT) IMKIOreKCHIT)MeTIN )-2,4-murunpo-3H-1,2,4-
TpUa3oJ-3-0H
5-(2-xnop-4-propbenzmn)-4-(4-propoen3mn)-2-meTnn-2,4-TUruapo-
3H-1,2,4-tpua3on-3-oH

9 5-(2-xn0p-4-propOen3mn)-4-(1IMKIOreKCHIMETHI )-2-MeTHI-2,4-

9



IIpumep Hazsanue no Homenkyatype IUPAC
auruapo-3H-1,2 4-tpuazon-3-oH
5-(2-xnop-4-propoerzmn)-4-((3,3 -nudp TOpLUKIOIEHTHIT) METHIT )-2-
10
Metwi-2,4-quruapo-3H-1,2 4-tpuason-3-ox
5-(2-xnop-4-propOenH3mn)-4-(1UKIOrenTHIMETH )-2-MeTHIT-2,4 -
11
auruapo-3H-1,2 4-tpuazon-3-ox
5-(2-xnop-6-propOenH3mn)-4-(1IUKIOrenTHIMETH )-2-MeTHIT-2,4 -
12
nuruapo-3H-1,2 4-tpuazon-3-ox
13 5-(uuknorekcunmeTni)-2-metun-4-((2-(tpudropmeriin) nupuaAnH-4-

wn)metun)-2,4-nuruapo-3H-1,2, 4-rpuaszon-3-oxn

5-(2-xnop-6-propbensun)-2-merun-4-(cnupo[ 2.5 |okraH-6-unmMernn)-

14 2,4-purunpo-3H-1,2 4-tpuason-3-ox
5-(2-xnop-6-propobenzmn)-4-(2-(4,4-1ud TOPLIUKIOTEKCHIT)ITHII)-2-
15
Metui-2,4-puruapo-3H-1,2,4-tpuason-3-ox
5-(2-xnop-6-propoensun)-4-(2-(4,4-IUMETUILHU KIIOTEKCHIT )3T ) -2 -
16
meTtun-2,4-guruapo-3H-1,2,4-tpuason-3-oH
4-(umkiorekcunmernn)-2-metun-5-(2-(tpudropmern)oensmn)-2,4-
17
auruapo-3H-1,2 4-tpuazon-3-oH
18 4-((4,4 - TOPLMKIIOTEKCHUIT ) METHII)-2-MeTHII-5-(2-
(Tpudropmermn)densun)-2,4-muruapo-3H-1,2 4-tpuaszon-3-ox
19 4-((3,3-mu TOp LUKIIOTIEHTHIT )METHIT ) -2-MeTHII-5-(2 -
(Tpudropmermn)densun)-2,4-muruapo-3H-1,2 4-tpuaszon-3-oxn
20 5-(2-xn0p-6-¢propbensmn)-2-merun-4-((terparuapodypas-2-
wi)metin)-2, 4-nuruapo-3H-1,2 4-rpuazon-3-oH
11 5-(2-xnop-6-propbensmn)-2-merun-4-(( 1 -meTunnunepuaH-2-
win)metnn)-2,4-nuruapo-3H-1,2,4-rpua3on-3-on
5-(2-xnop-6-propbensmn)-2-meruin-4-(2-MoppoTUHOI THIT)-2,4-
22
auruapo-3H-1,2 4-tpuazon-3-ox
23 4-((2,2-mIMeTHITLU KIIOTeKCHIT)METHIT ) -2-MeTHIT-5-(2 -
(Tpudropmermn)densmn)-2,4-murunpo-3H-1,2 4-tpuaszon-3-oxn
4-(2-xn0p-6-¢hTOopOeH3 M) -5-( LIUKJIOTEKCHITMETHI )-2-MeTHIT-2,4 -
24
auruapo-3H-1,2 4-tpuazon-3-oH
5-(umknorekcunmeTn)-2-metuin-4-(2-(tpudropmernn)oensmn)-2,4-
25
auruapo-3H-1,2 4-tpuazon-3-ox
2% 4-((4,4-mud TopUHKIOreKCHIT)METHIN )-5-(2-pTOpOeH3MIT)-2-MeTHII-
2,4-nuruapo-3H-1,2 4-tpuason-3-ox
4-(tKIToreKCuIMeT N )-S5 -(2-propbeH3ni)-2-MeTuin-2,4- turuapo-
27
3H-1,2,4-tpua3on-3-oH
4-(IUKIIOreNnTHIMETII)-2-MeTHIT-5-(2-(TpudTopmeTnn)oeH3mn)-2,4-
28
nuruapo-3H-1,2 4-tpuazon-3-ox
4-(2-xn0p-5-(5-pTopnupumuanH-2-un)deH3nn)-5-(4-propobensmn)-2-
29
MeTw-2,4-puruapo-3H-1,2 4-tpuasosn-3-ox
5-(2-xnop-6-propoenzmn)-4-(2-(3,3 -numeTnaMopHoNNHO)ITHIT) -2 -
30
MeTw-2,4-nquruapo-3H-1,2 4-tpuasosn-3-ox
31 5-(uHMKJIOreKCHIIMETHIT )-2-MeTHIT-4-((2 -MeTHIITUPU AN H-3 -HJT) METHLT ) -
2,4-nuruapo-3H-1,2 4-tpuason-3-ox
3 4-((2,2-mUMeTHITLH KIIOT€KCHIT)MeTHI ) -5-(2 - Top Oe H3 MIT) -2 -Me THII-
2,4-puruapo-3H-1,2 4-tpuasosn-3-ox
33 5-(2-xn0p-6-propberszmn)-4-((2,2-TMMEeTHIIIHKJIOT€KCHIT)METHIT ) -2 -
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IIpumep Hazsanue no Homenkyatype IUPAC
MeTw-2,4-puruapo-3H-1,2 4-tpuasosn-3-ox
34 5-(2-xnop-6-propoenszmn)-4-((4,4-1ud TOPLIUKIOTEKCHIT)METHI )-2-

sTUn-2,4-puruapo-3H-1,2 4-tpuazon-3-ox

5-(2-xnop-4-propbensun)-2-merun-4-(cnupo[ 2.5 |okTaH-6-unMernn)-

33 2,4-puruapo-3H-1,2 4-tpuason-3-ox
5-(2-xnop-4-propbenzmn)-4-(2-(4,4-1ud TOPLIUKIOTEKCHIT)ITHII)-2-
36
Metwi-2,4-pquruapo-3H-1,2 4-tpuason-3-ox
4-(mxnorenTunMeTun)-5-(2-propOensmn)-2-meTun-2,4-1urugpo-
37
3H-1,2,4-tpua3on-3-oH
38 4-(2-xnop-5-(5-proprupumMuanH-2-mn)oeH3un)-5-
(LMKJIOTeKCHUIIMEeTH )-2-MeT-2,4-aurunpo-3H-1,2 4-tpuazon-3-ox
39 4-(2-(4,4-mupTOPLIUKIIOTEKCUIT)ITHIT )-2-MeTHII-5-(2-
(Tpudropmerun)oensmn)-2,4-quruapo-3H-1,2 4-tpuaszon-3-ox
2-meTtun-5-(2-(rpudropmerin)oensun)-4-((4-
40 (TpudTOopMeTILI)IUKIOTeKCUIT)MeTIN )-2,4-nurunpo-3H-1,2,4-
TPUA30JI-3-0H
5-(2-xnop-4-propoensmn)-4-(2-(4,4-AUMETHITLMKIOT€KC I )3 THI)-2-
41
Metun-2,4-nquruapo-3H-1,2 4-tpuazon-3-ox
5-(2-xnop6enswn )-4-((4,4-nud TOp LUKIJIOTeKCHIT) METHIT )-2-MeTHII-2, 4 -
42
auruapo-3H-1,2 4-tpuason-3-ox
43 5-(2-xnop-6-propbensmn)-2-(uknonponuamern)-4-((4,4-
audropuukorekcu)metn)-2, 4-aguruapo-3H-1,2,4-tpuazon-3-ox
44 5-(2-xnop-6-propoersun)-4-((4,4-1ud TOPLIUKITIOTEKCHIT )METHIT ) -2~
(2,2,2-tpudropatun)-2,4-muruapo-3H-1,2 4-tpuaszon-3-oxH
45 4-(2-(4,4-IMMETUITLMKIIOTEK CIUT )3 THIT )-5-(2 - TOpOeH3 1T ) -2 -Me THJI-
2,4-muruapo-3H-1,2 4-tpuazon-3-ox
46 4-(2-(4,4-mud TOpLUMKIOTEKCHIT )3T ) -5-(2 - TOpOEH3 MIT)-2-Me THIT-
2,4-nurunpo-3H-1,2 4-tpuazon-3-ox
5-(2-¢propbensmn)-2-metun-4-(criupo[ 2. S|okTaH-6-unmern)-2,4-
47
auruapo-3H-1,2 4-tpuazon-3-ox
48 2-meTtun-4-(crupo([2.5JokTan-6-unmern)-5-(2-
(Tpudropmermn)densmn)-2,4-murunpo-3H-1,2 4-tpuaszon-3-oxn
49 4-(2-(4,4-mIMeTHIILU KIIOT€K CHIT )3 THIT )-2-MeTHII-5-(2 -
(tpudropmermn)densun)-2,4-muruapo-3H-1,2 4-tpuaszon-3-ox
50 2-6enH3ui-5-(2-xnop-6-propoensmn)-4-((4,4-
aud TopruKIorekcH)MeTin)-2 4-auruapo-3H-1,2, 4-tpuazon-3-ox
5-(2-¢propbensmn)-2-metmn-4-((4-
51 (TpudTopMeTILIT) IUKIOTeKCHIT)MeTIN )-2,4-murunpo-3H-1,2,4-
TPUa30JI-3-0H
5-(2-xnop-4-Ppropbensmn)-2-merun-4-((4-
52 (TpudTopmMeTILIT) IUKIOTeKCHIT)MeTIN )-2,4-murunpo-3H-1,2,4-
TpUa30J-3-0H
5-(2-xnop-6-¢ropbensmn)-4-(2 -rugpoOKCHUITII )-2-MeTHII-2,4-
53
nuruapo-3H-1,2 4-tpuazon-3-ox
54 5-[(2-xnopdennm)mernn|-4-(muknorentuamern)-2-(2,2,2-
Tpudropstna)-2,4-nguruapo-3H-1,2 4-rpuazon-3-oxH
5-[(2-xnopdennm)mernn | -4-(TUKIOreNTHIMETII )-2-MeTHII-2,4 -
55
quruapo-3H-1,2 4-tpuazon-3-oH
56 5-[(2-xn0op-6-prophernm)mernin]-2-meTn-4-[(1-
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IIpumep Hazsanue no Homenkyatype IUPAC

MeTHIIHHKJIOrenTIi)MeTH|-2,4-nurunpo-3H-1,2,4-tpuazon-3-ox
5-[(2-xnop-6-¢pToppernn)mernin]-4-[(4,4-

57 mudropruknorekcum)mernn|-2-(3,3,3-tpudropnponui)-2,4-

quruapo-3H-1,2 4-tpuazon-3-ox
5-[(2-xnop-6-¢pToppernn)mernin]-4-[(4,4-
58 I TOPLUKIOTEKCHIT)METII |-2-(2,2-tud TopaTiin)-2,4-nuruapo-3H-
1,2 4-tpuazon-3-oH
4-[(2-xnop-6-Ppropdhenrn)meTn]-5-(LUKIOTeNTHIMETHI )-2-METHUJI-

5 2,4-purunpo-3H-1,2 4-tpuason-3-ox
60 4-[(2-xnop-6-pTopdenmn)meTni]-5-(LUKIOren THIMETHIT )-2-3THJI-
2,4-purunpo-3H-1,2 4-tpuason-3-oH
61 4-[(2-xnop-6-pTopdenmn)mern]-5-(uuknorenTUuIMeTN )-2-(2,2,2 -
Tpudropatun)-2,4-aguruapo-3H-1,2,4-rpuazon-3-oxH
62 5-[(2-xnopdennmmernn]-4-[(4,4-1uPTOPLUKIOrE€KCUIT)METHII | -2-
(2,2,2-tpudropatun)-2,4-muruapo-3H-1,2,4-rpuaszon-3-ox
5-[(2-xnopdennn)mern|-4-[(4,4-1u TOPLUKIOTEKCHUIT )METHII | -2-
63
stun-2,4-nuruapo-3H-1,2 4-tpuazon-3-oH
64 5-[(2-xnopdennn)mern | -4-(LIUKIOTeNTHIIMETHIT)-2-3THIT-2,4 -

auruapo-3H-1,2 4-tpuazon-3-ox
5-[(2-xnop-6-¢propdpermn)merun]-4-[(3,3-

65 AU TOPLUKIONEHTUI)METI |-2-3Tui-2,4-nuruapo-3H-1,2,4-
TpUa30Ji-3-0H
5-[(2-xnop-6-propdenun)meTin |-2-(ukaonpormmimetin)-4-[(3,3-
audropumkionenTu)Mermn|-2,4-nuruapo-3H-1,2, 4-tpuazon-3-oxn
5-[(2-xnop-6-dpropdenmn)meTin]-4-(nukaorenTuamMeTn)-2-(2,2,2-
tpudropaTIn)-2,4-auruapo-3H-1,2, 4-rpuazon-3-oxH
5-[(2-xnop-6-dpropdpenmn)merin]-4-[(1-meTHnunepuaH-2-

68 wn)Metun|-2-(2,2,2-rpudropatun)-2,4-murunpo-3H-1,2,4-tpuazon-3-

OH

5-(2-xnop-6-¢ropobensmn)-2-(uKnonponuameTi )-4-((4-

69 (TpudTOopMeTILIT)IIMKIOTeKCHIT )MeTIN )-2,4-murunpo-3H-1,2,4-
TPUa30JI-3-0H

4-[(2-xnop-6-Ppropdenmn)merin]-5-[(4,4-

70 mudTOpLUKIOTeKCHIT)METHI |-2-(2,2,2-TpruTopsTIi)-2,4-TUruapo-

3H-1,2,4-tpua3on-3-oH

4-[(2-xnop-6-Pprophenmn)merin]-5-[(4,4-

71 G TOpUUKIOTeKCHIT)MeTH | -2-MeTwi-2,4-nurunpo-3H-1,2,4-

TpUa30J-3-0H

66

67

Coenunenust ¢opmynbl (I) 0OOBIMHO MOXKHO MOJydaTh MyTEM B3aMMOIEHCTBUS

coennnaeHus popmyer (11):

R/\r/ N‘N—R1

HN
o)

(I1)
12



10

15

20

25

raie R u R; aBadroTCA TakuMu, Kak OINpPEAENCHO BbIIE, C COSAUHECHUEM

dopmynsr (I11):

X’HRR2
(ny

rae Ry ¥ n SBISIFOTCSI TAKMMHE, KaK OMPEesIeHO BbIIe, U X MPEACTABISET COOOU
MOAXOMSINYI0 YXOASALIYK TPYyMIy, U HEoOs3aTeNIbHO TMPEBPAICHUS TOJIYYEHHOTO
coenquHennss Qopmyssl (I) B ero angUTHBHYKO COJb W/HIM TIOJYYEHHS €ro
CTePEOXUMHUYECKH H30MEPHBIX (popMm.

X B coenunennu (opmynsl (III) npencrasiser coO0H MOAXOAALIYIO YXOMSLIYIO
IPYIINy, TaKyl KakK, HApUMep, TajoreH-, HalpuMmep, XJop-, OpOM-, WK, B HEKOTOPBIX
cnydasix, X TakKe MOXKET MPEACTABISITh COOOW CHUPT U T.I. PEAKIMOHHOCTIOCOOHBIE
yxopmsmue rpynmbl. Peakiuro coenunenust popmyiel (II) ¢ coennenunem dopmyas (111)
MOKHO TPOBOAWTb B HMHEPTHOM K pEAKLMMU PACTBOPHUTENE, TaKOM KakK, HarpuMmep,
aneronutpua wim JIM®PA, u HeoOs3aTeIbHO B MPUCYTCTBUU MOIXOASIIEr0 OCHOBAHUS,
TaKOro Kak, Harmpumep, KapOoHAT KaJius WM METOKCUA HaTpusi. [lepeMernriBaHre MOXKET
yBEJIUYATh CKOPOCTb peaknuu. Peakimio ymaoOHO MPOBOAUTH MPH TEMIIEPAType B
JUarna3oHe OT KOMHATHOH TEMIIEpaTypbl JO TEMIIEPaTypbl OOpAaTHON KOHAEHCALIUU
PEAKIIMOHHON CMECH.

Coenunenus popmybl (I11) n3BeCTHBI B JAHHOW 00JIACTH TEXHUKH.

Coenunenus popmybl (II) MOKHO TOTYYaTh MO CIEAYIOLICH CXeMe:

O N
N R/\r ~ R/\(/ N
SN /m HCl NN O HN—(
o) 0]
(Iv) V) (vI) (m

Coenunenust popmyner (II), rme R u R; sSBIsiFOTCS TakuMu, Kak ONpPeNeieHO B
dopmyre (I), MOXKHO TMONydaTh MyTeM LMKJIU3ALUNA COOTBETCTBYIOILIUX IMPOU3BOIHBIX

stun-N-(3Tokcukapbonmn)ummaata (VI).
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Peakuyro mpoBOAST B MOAXOASIIEM pPaCTBOPUTENE, TaKOM Kak 1,4-mTHOKCaH, B
NPUCYTCTBUU POU3BOAHBIX THApPasuHa 1 TOA B KaueCTBE OCHOBAHMS, MPEAIIOYTUTEHLHO
IpU TeMIiepaType oOpaTHON KOHIACHCALUHL

Coenunenust ¢opmyner (VI), rme R sBisiercs TakuM, Kak OIpPEIOEICHO B
dopmyne (I), MoxxHO monydaTe u3 coenuHeHuil (opmynel (V) myTeM peakuuu C
STHIIXIOp(OopMHUaTOM B NPUCYTCTBUU TPETUIHOTO aMHHa, Harpumep,
AVU3ONPONUIISTUIAMIHA, B MHEPTHOM pAacTBOPUTENE, HANpHUMeEp, IUXJIOPMETaHe,
npeanoututenbHo npu 0-20°C.

Coenunenus popmyisl (V), rae R sBisiercs Takum, kak onpenesieHo B popmyiie (1),
MOXKHO IOJy4aTh W3 MOAXOMAALIEr0 HUTpHIbHOrO npoussonaHoro (IV) myrem peakuuu c
aneruixiopunoM c npumenenneM EtOH B kauecTse pacTBopuTeNs, MPEANOYTUTEIBHO IIPU
KOMHATHOHN TeMIeparype.

HutpunsHoe mnpoussomHoe (IV) sBmsiercs M3BECTHBIM — COEJUHEHHUEM U
KOMMEpUYECKH JOCTYIIHO WJIM MOXeT OBITh MONYyYeHO TMpPHU IOMOIIU OOBIMHBIX
PEaKLMOHHBIX MPOLENyp, OOLIEH3BECTHBIX B AaHHOW 00nacTu TexHukH. CoemrHeHUs
dopmybl (I), ux QapManeBTUYECKH TpPUEMIIEMbIE COJU M CTePEOM3OMEepHbIE (HOPMBbI
00Jagar0T aHTArOHMCTHMYECKHMMU CBOICTBAMH B OTHOIIGHWH peuentopa P2X7, kak
MOKa3aHO B (PapMaKOJIOTHUECKUX MpuMepax. JpyruMu npuMepamMu U3BECTHBIX B JAHHON
O0JIaCTH TEXHUKH peaKUUi TNpeBpaIleHUs] TPYMI JJIT TPEeBpPAIlEHHs] COSTUHEHUH
¢dopmyet (I) B npyrue coequaenus: Gopmysl (I) SBISIOTCS THAPOIH3 CIOKHBIX 3(PHPOB
KapOOHOBBIX KHCJIOT 1O COOTBETCTBYIOLIEH KapOOHOBON KUCIIOTHI WM CITUPTA;, TUAPOIIU3
aMHIOB /10 COOTBETCTBYIOIIMX KapOOHOBBIX KHCJIOT HWJIM aMHHOB, CIUPTHI MOXHO
NPEBPALIATh B CJIOXKHBIE U MPOCTbIC 3(PHPBL;, TEPBUYHBIE AMHHBI MOJKHO IPEBPALIATh BO
BTOPUYHBIE WJIH TPETUYHBIE AMHHBL, JBOMHBIE CBSI3M MOXHO THAPUPOBATH IO
COOTBETCTBYIOIEH OJWHAPHOW CBsi3U. McCXomHble MaTepuanbl W HEKOTOpbIE W3
NPOMEXKYTOUYHBIX COSIMHEHHH TNPEACTaBIAIOT COOOM H3BECTHBIE COCNUHEHHS U
KOMMEPYECKH JOCTYNHbI WJIM MOTYT OBITh TIIONy4YeHBbl MNPH MOMOIIH OOBIYHBIX

PEAKIMOHHBIX TPOIeNyp, OOIEeM3BECTHbIX B AaHHOW oOjactu TexHuku. CoenuHEeHUs
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¢dopmysel (I), TONyYeHHBIE TPU TIOMOINHM OIMHCAHHBIX BBIIIE CIOCOOOB, MOXKHO
CHHTE3MPOBaTh B (JOpPME palleMUIECKUX CMECEH SHAHTUOMEPOB, KOTOPbIE MOYKHO OTIEISATh
Apyr OT JApyra NpU IOMOIIM H3BECTHBIX B MAHHOW OOJACTH TEXHUKH IPOLEAYP
paznenenus. Te coequnenus Gpopmyisl (I), KOTOpBIE MONyUEHBI B parieMUueckoit opme,
MOXXHO TIpeBpallaTh B COOTBETCTBYIOINUE (OPMBI TUACTEPEOMEPHBIX COJIEH mNyTeM
peakuuu C MOAXOAALIEH XMPAJbHON KHCIOTOW. YKa3aHHble (OPMBI IUACTEPEOMEPHBIX
CoJied BIOCJEACTBUU DA3JENAIOT, HANpUMeEp, MyTeM CEJeKTHBHOM WiH (PpakLMOHHON
KPUCTAJTN3AMK, U SHAHTUOMEPHI BBICBOOOKIAIOTCS M3 HUX IMOJ ACHCTBHEM IIEIOYH.
ANbTepHATUBHBII CIIOCOO pa3feneHuss SHAHTHOMEPHBIX (GopM coennHeHuit Gpopmysl (I)
BKJIIOUAET JKUAKOCTHYIO XpOMATorpaduio ¢ NpPHUMEHEHHEM XHPaJbHOH HENOIBIKHON
(a3bl. YKa3aHHBIE YNCTbIE CTEPEOXUMHUECKH H30MEPHbIE (POPMBI TAKKE MOJKHO IOJTy4aTh
U3 COOTBETCTBYIOIIMX YUCTBIX CTEPEOXHMMUYECKH M30MEpPHBIX (POPM COOTBETCTBYIOLIHX
UCXOIHBIX MAaTEePHAJIOB IPHU YCJIOBUH, YTO PEAKLUsl IMPOTEKAeT CTePeoCrenu(puIHO.
IIpennoururenbHO, €CNN JKeJaTeNeH KOHKPETHBIN CTepeon3oMep, YKa3aHHOE COeMHEHUe
CHHTE3HMPYIOT MPH MOMOINHU CTEpeoCTeupuIecKnx crnocoOoB nonyueHus. B ykazaHHbIX
crocofax MPeuMyIIeCTBEHHO MPUMEHSIIOT SHAHTHOMEPHO YHCThIE UCXOIHBIE MAaTEPHAIBI.
IMpu nonyuyenun coenuHeHW (GOpPMyNbl | W OMUCAHHBIX B HACTOSIIEM JTOKYMEHTE
UCXOJHBIX MAaTEPUAJIOB W/WITH MPOMEKYTOYHBIX COSTUHEHUN MOJKET SIBJIATHCS TOJIE3HBIM
3alMIIATh OTpPEIEeNIEHHbIE TPYIIbl, KOTOPbIE YYBCTBUTENBHBI K YCIOBHUSM PEAKIHH.
OueHka Mmone3HOCTH HeoOs3aTeIbHON 3aIHTHI, & TAKKE BBIOOP MOAXOSIIErO 3aIUTHOTO
areHTa B COOTBETCTBUM C PEAKLHEH, MPOBOAUMON MPHU MOJYYEHUH COEUHEHUN COTJIACHO
HACTOSAIIEMY HM300peTeHHI0, W (PYHKIHUOHAIBHON TPYyNIIOH, MOIekKAINEeH 3alluTe,
HaXOJSITCS B TIpeniesiax OOIEeN3BECTHBIX 3HAHUH CIISTHAIICTA. Y JaleHIe He00s3aTeIbHbIX
3aLIUTHBIX TPYII MPOBOAST IMPH MOMOINU OOBMHBIX crocoboB. OO0mue cBeneHus o
NPUMEHEHUH 3alUTHBIX TPYyNIl B Oprannveckoil xumun cM. B Theodora W. Greene and
Peter G.M. Wuts “Protective groups in organic synthesis”, John Wiley & Sons, Inc., ITEd.,
1991.

IMonydenne coneit coenmHeHuid (GopMyabl | OCYIECTBISAIOT MPH MOMOIIU
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u3BeCTHBIX crocoOoB. Iloatromy coemuuenust ¢opmynsl (I) cormacHo Hacrosimemy
U300 PETEHNIO IOXOIAT ISl IPUMEHEHHUS B KaUeCTBE JIEKAPCTBEHHBIX CPEACTB, OCOOEHHO
IUIsl JIEYeHUsT COCTOSHUN WM 3a00JIeBaHMM, OMOCPENOBaHHBIX penenropoM P2X7, B
YaCTHOCTH, C AHTArOHUCTUYECKONH AaKTUBHOCTBIO B OTHOWIEHHMU peuentropa P2X7.
COOTBETCTBEHHO COEIMHEHUS COIJIACHO HACTOSINEMY H300PETEHHIO MOJKHO NPUMEHSTH
IS TIPOM3BOJICTBA JIEKAPCTBEHHOTO CPENICTBA JJIsl JISUEHUSI COCTOSIHUS WM 3a00JI€BaHMUS,
OMOCPEIOBAHHOIO aKTUBHOCTBIO perentopa P2X7, B 4aCTHOCTH, ¢ aHTAarOHUCTUYECKOU
aKTUBHOCTBIO B OTHOLIEHUH peuenropa P2X7.

B HacTtosimeM u300peTeHHH TakKe NPEUIOKEHO NPUMEHEHHE COCHMHEHHs
dopmyabl (I) wmnmm  ero  QapmaneBTHUECKH TNPHEMIIEMOH CONM Ui HOJYYEeHUs
JIEKAPCTBEHHOTO CPEJCTBA ANl JICYEHUS] COCTOSIHUI WM 3a00JeBaHU, BBIOPAHHBIX W3
COCTOSIHMH uiM 3a00JeBaHMi, OMOCpenoBaHHbIX pernentopom P2X7. B omHoM U3
BAPUAHTOB pEATM3aLUN B HACTOSAILIEM W300pETeHHM MPEUIOKEHO COEIMHEHHE
dopmyinel (I) 1 nNpuUMEeHEHHs] B Ka4yeCTBE JIGKAPCTBEHHOrO CpPEACTBA WJIM IS
NPUMEHEHUS ISl JISYEHHsI COCTOSIHUI MK 3a00NIeBaHMi, BHIOPAHHBIX U3 COCTOSIHUH HJIH
3a0oneBaHuii, omocpenoBaHHbIX peuentopom P2X7. Kpome TOro, B HACTOSIIEM
U300pEeTeHNH TaKKe TMPEUIOKEH Crocod JIeUYeHHsT COCTOSHUS, OIOCPEAOBAHHOTO
aKTUBHOCTBIO peuentopa P2X7, y MIIEKONMTAIOIIEro, KOTOPBIN BKJKOYAET BBEIACHUE
MJIEKOITUTAIOLIEMY, HYXKIAIOMEMYCsl B TAKOM JICYCHUH, TEPANeBTHYECKH 3((EKTUBHOTO
KonudecTBa coenuHeHus: Gopmynbl (I) mim ero gapmaneBTHUECKH MPHEMIIEMON COJIH.
C y4eToM ONHMCaHHBIX BBILIE MEXaHU3MOB JIEHCTBUS, COEUHEHNS COITIACHO HACTOSILIEMY
U300 PETEHHUIO TIOAXOAST ISl JISUEHUs] HEHPOAETeHePATHBHBIX PACCTPONUCTB PA3JIUMYHOTO
NPOHUCXOXKIACHIS, TAKUX Kak 00Jie3Hb AJbLreliMepa U APYTHe COCTOSHUS AEMEHLNH, TAKHe
KaK JeMeHLMsl ¢ TenblaMu JIeBu, JOOHO-BHCOYHAs NEMEHLHMS U TaynaTHH, OOKOBOH
aMUOTPO(MUECKUN CKJIEPO3, pacCesHHBbIA Ckiepo3, Oonesnp I[lapkuHCOHA W npyrue
NMAPKUHCOHMYECKHE CHHAPOMBI, HelfipoBocnanieHne, nHaynuuposanHoe BUY-undeximeti;
SCCEHLMAJBHBIA TPEMOp; Ipyrue CHUHHO-MO3KEUKOBbIE J€reHepallid U HEBPOIATHs

[Tapko-Mapu-TyTta. CoequHeHHsT COrJIACHO HACTOSIIEMY U300PETEHHIO TaKKe TIOAX OSIT
16



10

15

20

25

I JIEYeHUs HEBPOJOTMYECKHX COCTOSHUM, TaKMX KakK SIMWIEINCHUs, BKJFOYAsl MPOCTON
NapUUAIBbHBIA  TNPUMNAAOK,  CIOXKHBIA  NAPUMAIBHBI  MPUNANOK,  BTOPUYHO-
I€HEPAIM30BAaHHBIN TPHUNAAOK, JOMOJIHUTENBHO BKJIOYas aOCaHC, MHOKIOHHUYECKUH
NPUMNAJOK, KIOHUYECKUI TNPUNANOK, TOHHUYECKUIl MPUMAJOK, TOHHKO-KIOHUYECKHUI
NPUMNAJO0K U ATOHUYECKUI NPUMIAOK.

CoennHEHUs COTNIAaCHO HACTOSIIEMY M300PETEHUIO TAKXKe MOAXOIAT ISl JIEUSHUS
KOTHUTUBHBIX PAaCCTPOMCTB M INCUXUYECKUX paccTpoucTs. Ilcuxuueckue paccTporicTsa
BKJIOYAIOT, HO HE OrPAHUYMBAIOTCS UMH, OONBINYIO AENPECCUI0, AUCTUMHIO, MAaHMIO,
OUNoNAPHOE PAacCTPOMCTBO (Hampumep, OUIOJSIPHOE PACCTPONCTBO THMA I, OunosispHoe
pacctpoiictBo Tuma II), HMKIOTHMHYECKOE PACCTPOHCTBO, OBICTPYIO LIMKJINYHOCTb,
Ype3BbMAHO  OBICTPYK0  ILUKIMYHOCTb, MAaHHIO, TMIOMAHUIO, LIM30(PEHHIO,
mun3odpenodopmuble paccTpoiicTBa, mu30apGEeKTUBHBIE PACCTPOHCTBA, PACCTPOICTBA
JUYHOCTH, PACCTPOMCTBA BHUMAHHSI C THIIEPAKTHBHBIM IIOBEIEHHEM WiIN 0e3 Hero,
OpenoBele  PAacCTPOMCTBA,  KPATKOBPEMEHHbIE  IICUXOTHYECKHE  PacCTPOMHCTBA,
UHIYIUPOBAHHbIE IICUXOTHYECKHE PAacCTPOICTBA, ICHUXOTUYECKHE PACCTPOICTBA,
OOyCJIOBJIEHHbIE ~OOIMUM  COCTOSTHHEM 370POBbS, TICUXOTHYECKHE pPacCTPOICTBa,
BBI3BAHHBIE YIIOTPEOICHIEM ICUXOAKTUBHBIX BELIECTB, WIIH ICUXOTUYECKOE PACCTPOHCTBO
0e3 [OMOJHUTENbHBIX YTOYHEHHMH, TPEBOXKHBIE pACCTPOHCTBA, TakUe Kak Kak
reHEepali30BaHHOE  TPEBOJKHOE  PacCTPOICTBO, MaHUYEeCKUEe  pacCTPONCTBa,
MOCTTPAaBMAaTUYECKOE CTPECCOBOE  PACCTPOMCTBO, pPacCTPONCTBA  HMMITYJIbCHBHOIO
KOHTPOJIS, PoOMUIECKIe pacCTPOICTBA, TUCCOLMATUBHBIE COCTOSIHUS, & TAKXKE COCTOSTHUS
NpU KypEeHUH, HAPKOMAHUHU U AJKOrojm3Me. B "acTHOCTH, OMMONSpHBIE PACCTPOICTBA,
TMICUXO3bI, TPEBOXKHbIE COCTOSHUS U 3aBUCUMOCTD.

CoenmHEHUs] COTJIACHO HACTOAIIEMY H300pPETeHUs] MOAXOAAT ISl MPOQHIAKTHKH
WK JieueHus Heliponatrdecko 6omm. Heliponatudeckrie 60eBble CHHAPOMBI BKJTFOYAIOT,
HO HE OTPaHHUYMBAIOTCS UMH: THAOETHUECKYI0 HEBPOIMATHIO; HINUAC, HECTICHHU(PUIECKYIO
Oonb B mosicHULIE, OONb TIPU PpacCCeTHHOM CcKiepose;, ¢uoOpommanruo, BHY-

ACCOLIMHUPOBAHHYIO HEBPOIIATUIO, HEBPAJITHMIO, TAKYIO KaK MNOCTTEPNETHUYCCKAsA HEBPAJITUA
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U HEBpaIrus TPOHHUYHOrO HepBa, HeBpairus MOpTOHa, Kay3ainrus, U OOJb,
BO3HHUKAIOIIYIO B pe3yJbTaTe PU3NUECKOI TPaBMBbI, aMIyTaliK, HaHTOMHON KOHEYHOCTH,
paka, TOKCHHOB WJIM XPOHHYECKHX BOCHAJIUTENBbHBIX COCTOSIHHIA, LIEHTPAJbHYI0 OO0,
TaKyl Kak OOJib, KOTOPYIO HAaOJMIONAIOT MPU TAJAMUYECKHUX CHHAPOMAX, CMEIIAHHbIC
LIEHTpaJIbHble U nepudepuueckue Gopmbl 00NN, TaKUe KaK KOMIICKCHbIE PErHOHAIbHbBIE
Oonesbie cunnpomsl (CRPS), Takxke HaszbiBaeMble pedIEKTOPHBIMH CHMIATHYECKUMHU
IUCTPOPHUSIMU.

CoenuHEeHNs COTJIaCHO HACTOSIIIEMY M300PETeHHUIO TAK)Ke TIOIXOMAAT AJISl JIeUSHHs
XpoHuueckor Oomu. XpoHuueckas OONb BKJIIOYAET, HO HE OrPAHUYUBAETCS HMH,
XPOHUYECKYIO OONIb, BBI3BAHHYK) BOCIAJIEHHEM WM COCTOSHHEM, CBSI3aHHBIM C
BOCHAJICHUEM, OCT€OAPTPHTOM, PEBMATOUAHBIM APTPUTOM, OCTPBIM IOPAKEHUEM WU
TpaBMOH, OOJIb B BEPXHEH YaCTH CIIMHBI WM OOJIb B HIDKHEH YacTH CIMHBI (B Pe3yJbTaTe
CHCTEMAaTHYECKOTO, PETHOHAJIbHOTO UM MEPBUYHOTO 3a00JI€BaHUS T03BOHOYHHUKA, TAKOTO
KaK paauKyyonartus), O0OJb B KOCTSX (M3-32 OCTEOApPTPUTA, OCTEONOPO3a, METACTa30B B
KOCTH WM IO HEW3BECTHBIM MpHUYMHAM), OONb B OOmactu Tasza, OOJb, CBA3aHHAS C
MOBPEXKICHHEM CITMHHOTO MO3ra, 00JIb B TPYIH KapaUaJIbHOTO MPOUCXOKAEHUsI, OONb B
IPYAU HEKapAHATbHOTO TMPOUCKXOXKAEHUsS, LEHTPAJbHYI TMOCTUHCYJIBTHYIO OO,
MuodacuuaabHy0 00jb, OONIb TPU CEPIIOBUAHOKICTOYHON aHEMHH, DPAKOBYIO OOIb,
Oonesup @abpu, Oomp mpu CIIM]/le, repuatpudeckyro Oonb WM OOJb, BBI3BAHHYIO
TOJIOBHOWM  OONBIO, CHHAPOMOM BHCOYHO-HIDKHEYETIOCTHOTO CyCTaBa, MOJArpoi,
(GuOpO3OM WM CHHAPOMAMH TPYAHOTO BBIXOAA, B YACTHOCTH, OOJb, BBI3BAHHYIO
PEBMATOMAHBIM APTPUTOM U OCTEOAPTPUTOM.

CoenuHeHUs COrJIACHO HACTOSILIIEMY M300PETEHHIO TaKKe MOAXOIAT AJIsl JICUeHHs
OCTpoii 0OJM, BBI3BAHHOW OCTPbIM TMOBpPEXKIACHUEM, 3a00JeBaHHEM, CIOPTHBHBIMHU
TpaBMamy, TYHHENIbHbIM CHHIPOMOM  3aIsiCThs, OKOTAMM, PACTSKEHHSIMH |
nehopMaLUsIMU CKeJIETHO-MBIIIEUHON CUCTEMBbI, MBILIEYHO-CYXOJKUJIbHBIM PACTSKEHHEM,
OONeBBIMU CHHIPOMAaMH IIEHHO-TIICYEBOTO OT/IENA, AUCIIETICUEH, SI3BOU KeNyaKa, sI3BOH

JABEHAJUATUNIEPCTHON KUUIKH, AWCMEHOPEEH, 3HAOMETPUO3OM WIH XUPYPTHYECKUM
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BMEIIATENHCTBOM (HAIpPUMeEp, OINepalueil Ha OTKPBITOM CEpALe WIN LIYHTHPOBAHUEM),
NIOCJIEOTIEPALIMOHHOM 00y, OONM MpU KaMHSX B MOYKaX, OOJH B JKETUHOM ITy3bIpe, OOJH
IPY KaMHSIX B YKEITYHOM My3bIpe, OO MpH poaax Wik 3yOHOH Oomu.

CoenmHEHUs COTJIACHO HACTOSIILEMY M300PETEHUIO TAKXKE MOAXOIAT ISl JISUSHHSI
rOJIOBHBIX ~ Oonel, TakMX KaKk  MHIPEHb, TOJIOBHas  OONb  HAIpPsIKEHMS,
TpaHch OPMUPOBAHHAST MUTPEHb WM 3BOJIOLIMOHUPYIOIIAs TOJIOBHAsA OONb, KiIacTepHas
roJioBHass OOJb, @ TaKXKe€ BTOPUYHBIE TI'OJOBHBIE OONM, TakWe Kak OOJM, BBbI3BAHHBIE
UHQEeKIUAMY, MeTa0OJIUYeCKUMH pacCTPOHCTBAMH WJIM  JIPYyTUMH  CHCTEMHBIMH
3a00NIeBaHUSIMY, U APYTHE OCTPbIE TOJIOBHbIE OOJH, TAPOKCHU3MAIbHAS TeMUKPAHHS U T.II.,
BO3HUKIINE B pe3yJbraTe OOOCTPEHUs] YKa3aHHBIX BBILIIE MEPBHYHbIX U BTOPHYHBIX
T'OJIOBHBIX Ooneil.

CoenuHEeHNs COTrJIaCHO HACTOSIIIEMY H300pPETEHHIO TaKXKe IOAXOIAT AJIS JICUSHHs
Takux 3a00J€BaHMI, KaK BEPTHrO, LIYM B YIIAaX, MBIIIEYHbIE CIAa3Mbl W JpPyrUe
paccTpoiicTBa, BKIIOUasi, HO HE OTPAaHUYHBASICh UMH, CEPAEUHO-COCYANCThIE 3a00IeBaHIS
(TakMe Kak cepaedHass apuUTMUs, MHPAPKT MHOKapAa WIM CTEHOKAPAMS HAIPSDKEHHS,
THIIEPTOHMS, WIIEMHSI CepAua, LepedpanbHasi WIIEMHsi), SHIOKPHHHBIE PacCTPOMCTBA
(TakMe Kak aKpoMerajnus WM HecaxapHblii nuader), 3a0oJjeBaHus, TPH KOTOPBIX
narousronorus 3aboNeBaHus BKIFOYAET YPE3MEPHYIO, WJIH TUIEPCEKPETOPHYIO, HIIH
UHBIM 00pPa30M HapyIIEHHYIO KJIETOYHYIO CEKPELHIO SHIOT€HHOTO BEIECTBA (TAKOroO KaK
KaTeXOJIAMHUH, TOPMOH MK (hakTop pocra).

CoenuHEHUs] COTJIACHO HACTOAILIEMY HM300PETEHHIO TaKXKe TOAXOMIT IS
CEJIEKTUBHOTO JIeUeHHUs 3a00JIeBAHNN MEYECHH, TAKUX KaK BOCHAJHUTEIbHbIC 3a00JIeBaHUS
MEYCHU, HAIPUMeP, XPOHUUYECKUI BUPYCHBIHN renaTuT B, XpOHNUECKU I BUPYCHBIN IeNaTUuT
C, aJkorojpHOE MOpakeHHE MEYEHH, MEPBUYHBINA OMJIMAPHBIA LHUPPO3, ayTOUMMYHHBIN
renatut, GuOpPO3 NMeUeHH, HEATKOTOJIbHBIA CTEATOTeNaTHT U OTTOPKEHUE TPAHCIUIAHTATA
TICYCHH.

CoenmHEHUs COTTIaCHO HACTOSIIEMY H300PETEHUIO HHTHOUPYIOT BOCTIAJIMTEIbHbIE

npouecChl, 3aTparuBarOi€ BCC CUCTEMbI OpraHHU3Ma. HOI-)TOMy OHU IIOAXOOAT AJIA
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JICUCHUs] BOCHAJIUTENIBHBIX MPOLECCOB CKEJIETHO-MBILIEYHON CHUCTEMBI, MpHUMEpaMu
KOTOPBIX SIBJISIETCA CJAEAYIOMNI CIIICOK, HO OH HE OXBAThIBAET BCE LETIEBbIE 3a00I€BAHNS:
APTPUTHBIE COCTOSIHUs, TAaKUE€ KAaK AHKWIOSUPYIOIUMHW CIOHIAWJNT, LIEHHBIM apTpuT,
¢udpomuanrus, nogarpa, IOBEHUIbHBIA PEBMATOUAHBIN apTPUT, MOSICHUYHO-KPECTLOBbIN
apTPUT, OCTEOAPTPUT, OCTEOMOPO3, ICOPUATUYECKUM  apPTPUT, PEBMATUYECKUE
3a00neBaHust; PacCTPOICTBA, MOpa’KAIOLIME KOXKY U CBA3aHHbIE C HEW TKAaHU: HK3eMa,
NICOpUa3, NEPMAaTUT U BOCHAJIUTENIbHBIE COCTOSIHUS, TAaKU€ KaK COJIHEYHBIE OXKOrH,
pacCTpONCTBA AbIXaTEIbHOU CUCTEMBI. aCTMa, aJUIEPIrUUECKUN PUHUT U PECIUPATOPHBIN
AUCTPECC-CUHAPOM, 3a00JI€BaHus JIETKUX, COMPOBOXKAAIOIINECS BOCIAJIEHUEM, TaKUE KaK
actMa W OpOHXUT;, XpOHHMYecKass OOCTPyKTHBHAasi OOJI€3Hb JIETKHMX; pPaccTpoiicTBa
UMMYHHOH M 3HAOKPUHOJOTHYECKONH CHCTEM: Y3€JIKOBBI NEPUAPTPUT, TUPEOUIMT,
arlaCTHYeCKas aHeMUsl, CKJIEPOAECPMUsl, MHACTEHMs IPABHUC, PACCESIHHBIM CKJIEPO3 MU
Apyrue  AeMHUeNMHU3HPYIOIINE  pPAacCTPOiCTBA,  SHIE(AJOMUENHT,  CapKOUI03,
He(ppUTHUYECKHI CUHAPOM, CUHAPOM belre, MOMMMHUO3HUT, THHIUBHT.

CoenuHeHNs COTrJIaCHO HACTOSIIIEMY M300pPETEHHIO TaKXKe IOAXOIAT AJIS JICUSHHs
3aboneBanuii kenynovyHo-kumeyHoro Ttpakta (OKKT), Takmx kak BOCHATUTEIbHbIE
3a00JIeBaHMs KMIIEYHHUKA, BKITFOYAast, HO HE OTPAHUYHUBASCh UMH, SI3BEHHBINH KOJIHT, O0JIE3HDb
Kpona, wuneutT, mNPOKTUT, UEIUAKUIO, SHTEPONATHUH, MUKPOCKONHUYECKUNH WU
KOJIJIAT€HO3HBIA KOJIUT, S03MHO(PMIIbHBIN TaCTPOSHTEPUT, WIH MAYYHUT, BO3HUKIIUH MOCEe
NPOKTOKOJBKTOMHU U MOCJE MICOHATAIBbHOIO aHACTOMO3a, U CUHAPOM Pa3APaKEHHOIO
KHILIEYHUKA, BKJIOYasl JIOObIE pPAcCTPOICTBA, CBsS3aHHBIE C OOJNBIO B JKUBOTE W/MIH
AUCKOM(pOPTOM B XXUBOTE, TaKHe KaK IMIIOPOCHAa3M, HEPBHOE PACCTPOICTBO SKEyAKa,
CIaCTUYECKasl TOJICTAsi KUINKA, CIACTUYECKUN KOJIUT, CNACTUYECKUN KUIIEYHUK, HEBPO3
KHUIIEYHUKA, (PYHKUHUOHAIBHBIA KOJHUT, CIM3UCTBIA KOJUT, KOJHT, BBI3BAHHBIN
cnabuTenbHbIM, U (PYHKIHMOHAJIBHAS JUCIIETICUS, a TAaKXKe JJIsl JICUeHHs aTpodUIECcKOro
raCTpUTa, TacTPUTA PA3JIMYHOM OSTHUOJIOTHH, SI3BEHHOIO KOJIMUTA, MENTHYECKOW S3BBI,
mkoru u Apyrux nopaxenudn JKK Tpakra, Hampumep, mnoj BO3AEHCTBUEM

Helicobacter pylori, ractpos3zodareanbHoil pedmokcHOM O0e3Hu, racTponapesa, TaKoro
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Kak 1uabeTHYeCcKui racTpornapes; u Ipyrux (PyHKIUOHAIbHBIX PACCTPONCTB KUIICYHHKA,
Takux Kak HeszBeHHas aucnencust (HAJL), poTsl, nuapen u BoCHaieHHs BHYTPEHHUX
OpTaHOB.

CoennHEHUs COTJIACHO HACTOSIILEMY M300PETEHUIO TAKXKE MOAXOIAT ISl JISUSHHSI
3a00€BaHUN MOYETIONIOBOTO TPAaKTa, TAKMX KaK TUIEPAKTUBHBI MOYEBOH ITy3bIPb,
NPOCTATUT (XPOHUUECKUH OaKTepUaNbHBIA U XPOHUYECKU N HeOaKTEpUaIbHBIN IPOCTATHT),
NPOCTaIUHUS, WHTEPCTULHANBHBINA LMCTUT, HENEp’KaHWe MOYM U AOOpOKadeCTBEHHAs
TUIEPIUIa3Hsl IPENCTATENbHON JKeNe3bl, aHAEKCHT, Ta30Bble BOCIAJICHHs, OAPTOJIMHUTBI U
BarvHUTBL. B 4acTHOCTH, rMITepaKTUBHBIA MOYEBOI My3bIPb U HENEPKAHUE MOUH.

CoenuHeHuUs COrJIaCHO HACTOSIIIEMY M300PETEHHIO TaKXKe IMOAXOIAT AJIS JICUSHHs
o TaIBbMONOrHYECKNX 3a00JI€BAHI, TAKUX KaK PETHHUT, PETUHONATUH, YBEUTHI U OCTPBIE
NOBPE’KACHUS TKaHEN Ifla3a, BO3PACTHAs AETeHepalys KEJNTOrO IISITHA, XPOHHMYECKas
ryla3Hasi TUMEePTEH3Us, IJ1ayKoMa, KOHBIOHKTUBUT.

CoenuHeHUs COTJIaCHO HACTOSIIEMY M300PETEHHIO TaKXKe IOAXOIAT AJIS JICUSHHs
PACCTPOICTB MUILIEBOrO MOBEACHHMS, TAKUX KaK HEPBHAS aHOPEKCHS, BKJIIOYAS MOATHIIBI
OTPaHUYMBAIOINETO THUMA W TUIMA KOMITYJbCUBHOE IepeeaaHne/OYnIeHe; HEepBHAas
OynuMusi, BKJIFOYAsl MOATHIIBI OYMINAIOLIETO THIA M HEOUHMINAOLIErO THUIIA, OXKHPEHHE;
KOMITYJIbCUBHBIE PACCTPOICTBA MHIIEBOTO IMOBENEHHS, KOMITyJbCUBHOE IMEpeeaHnue U
PacCTPOMCTBO MUILEBOTO MOBEACHHUS 0€3 JOMOJHUTEJIbHBIX YTOUHEHHI.

CoennHEHUs COTJIACHO HACTOSIILEMY M300PETEHUIO TAKXKe MOAXOIAT IS JICUSHHSI
AJJIEPTHIECKOT0 IEPMATUTA, THIIEPUYBCTBUTEIILHOCTH JIbIXATEIbHBIX MyTEH, XPOHUUYECKOH
obctpykTuBHOU Oosesnn jerkux (XOBJI), OpoHxuTa, CENTHYECKOro IIOKA, CHHIPOMA
Ilerpena, riaomepynoHedpuTa, aTepPOCKIEPO3a, POCTA U METACTa30B 3JIOKAYECTBEHHBIX
KJIETOK, MHEJIOONACTHOTO JIeHKo3a, caxapHOro namadera, MEHHHIHTa, OCTEOINopo3a,
OYKOTOBOT'O TIOBPEXKIIEHUS, HWINEMHUYECKOW OONEe3HM cepiua, WHCYJbTa, 3a00eBaHus
nepudepruIecKux COCyA0B, BAPUKO3HOTO PACIIMPEHHUS BEH, TI1ayKOMBL.

TepMuHBI «IeYeHHE» M «H3JIEUEHHUE», NMPUMEHsIEMble B HACTOSINEM JOKYMEHTE,

OTHOCATCA K neqe6H0My, NaJlyIMaTUBHOMY U HpO(I)I/IJ'IaKTI/I"IeCKOMy JICUCHHIO, BKJIHOYasd
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oOpaimeHue  BCHSATb,  OOJ€rdyeHWe, WHIHOMPOBAHWE  IPOTPECCUPOBAHUSA WU
npefoTBpalleHue 3a00eBaHus, PACCTPOICTBA MIIM COCTOSTHUS, K KOTOPOMY IPHUMEHSIIOT
TaKOW TEPMHWH, WM OJHOTO MJK 00Jiee CHMIITOMOB TaKOTO 3a00JieBaHUsI, PACCTPONCTBA
WJIA COCTOSTHUSL.

Kpome TOro, B HacrosiimeM H300pETEHHUH NPEMTIOKEHbI (hapMalleBTUIECKUE
KOMITO3ULIUM, COAEp’KaIlue IO MeHbIIeH Mepe OnMH (papMaleBTHUECKH MPHUEMIIEMbIH
HOCHUTENb U TepaneBTuIecKy 3P PeKTHBHOE KOMNUECTBO coeuHeHust popmysl (I).

Hna  nonyueHus (¢apMaleBTUYECKHX KOMITO3MLMN COTJIACHO  HACTOSILIEMY
nu3o0pereHn0 3(p(PEeKTUBHOE KOJIMYECTBO KOHKPETHOTO COEIUHEHUs B (opMme conu
NPUCOCUHEHUs] OCHOBaHWs WJIM KHCJIOTBL, B KaueCTBE AaKTHUBHOIO WHIPENMEHTA,
O00BeNUHSIOT B BUAE ONHOPOIAHON CMECH MO MEHBIIEH Mepe ¢ OIHUM (hapMaLeBTUYECKH
NPUEMJIEMBIM HOCHUTENIEM, MPU 3TOM HOCHUTEIb MOXET MMETh IIUPOKHH CIEKTp (HopM B
3aBUCHMOCTH OT (hOPMBI JIEKAPCTBEHHOT'O CPEJICTBA, JKEJIAEMOH Il BBEICHUS. Y Ka3aHHbIE
(dapmanieBTHYECKHE  KOMIIO3UIMU  JKEJIATEIbHO MPEACTaBJICHbl B  CTaHOAPTHOMN
JIEKApCTBEHHOM (popMe, MPEeAnOoYTUTEIBHO MOAXOASINEH AJIST MepOPabHOTO BBEIEHHS,
PEKTaNBHOTO BBEJIEHUS, UPECKOKHOTO BBEACHUSI WU MapeHTePaIbHON HHbEKIIHH.

Hanpumep, npu mojgy4eHrr KOMIIO3ULIMIA B MEPOPATHHON JIeKapCTBEHHOU (hopMme
MOYKHO TIPUMEHATH JIFOOble OOBIUHBIE KUAKUE (hapMalleBTUYECKHE HOCUTEIH, TAKHE KaK,
HampuMep, BOAA, ITIMKOJH, Macjia, COUPThl U T.IL., B CIy4ae >KUIKUX JIEKapCTBEHHBIX
CPEICTB UIsl NEePOPaIbHOTO MPUMEHEHHUs, TAKUX KaK CyCIEeH3UM, CHUPOIbI, SJIMKCUPBI U
PacTBOpPBI, WM TBepHble (papMalleBTUYECKHE HOCUTENH, TaKHe KaK KpaxMaJbl, caxapa,
KaOJIMH, CMa3bIBAIOLI1E BEIECTBA, CBS3YIOIINE BEIIECTBa, PA3PhIXJIUTENH U T.1I1., B Cllydae
MOPOIIKOB, IMHJIFOJIb, Karcy u TabneTok. M3-3a mpoCcTOThI BBEIEHUS TAOJIETKH U KATICYJIbI
NPEACTABISIOT CO00M HanboJsiee BHIFOJHYIO MEPOPATBHYIO JIEKAPCTBEHHYIO (popmy, mpu
5TOM B VKa3aHHOM Clly4ae, O4YEBHIHO, MNPHUMEHSIOT TBepAble (apmManeBTHUYECKUE
HocuTeNu. B cilyyae mapeHTepalibHbIX HHbEKIIMOHHBIX KOMIO3UIHMH (hapMalieBTUYeCKHUii
HOCUTENb B OCHOBHOM COJEP:KUT CTEPUJIBHYIO BOAY, XOTSI MOKHO BKJIIOUaTb U JApPYyTrHe

HUHIPECAUCHTDBI AJIA Yy YIICHUS paCTBOPUMOCTU AKTHUBHOTI'O UHIPEAUCHTA.
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PacTBOpbl 1 MHBEKIMH MOXKHO TOJIy4aTh, HANpUMeEp, C MPUMEHEHHEM
(hapMareBTHYECKOr0 HOCHUTEJIsI, CONEPIKaIIero COJIEBOH PacTBOpP, PAaCTBOP TJIFOKO3bI WU
ux cmecb. CycrneH3wu [UIsi WHBEKIUH TaKXKe MOXHO TMOJNy4aThb C MPUMEHEHHUEM
COOTBETCTBYIOIIUX  KUJKHX  HOCHUTENICH, CYCHNEeHANPYIOIMMX areHToB W T.IL
B xoMmo3unusx, MOAXOMSMIIMX JJIsi YPECKOKHOTO BBeACHWs, (hapMareBTUIECKU
HOCHUTEJIb HEOOsI3aTEIbHO MOXKET COZIePKaTh areHT, YIYUIIAOIUN MPOHUKHOBEHUE, 1/ WITH
MOOXOMSIIUNA CMAa4YMBAIOIIMKA areHT, HeoOs3aTeJbHO B KOMOWHALMU C HEOONbIIMMU
KOJIMYECTBAMH MOIXOASINX A00ABOK, KOTOPbIE HE OKAa3bIBAIOT 3HAYUTEILHOTO BPEIHOTO
BO3AEUCTBHS HAa KOXKY. Y Ka3aHHbIE JOOABKH MOKHO BBIOMpATh TAKMM 00pa3oM, YTOObI OHU
obyeryaiu BBEACHHWE AKTUBHOIO HHIPEOUEHTAa B KOXY W/WJIM TOMOTAJHM TOJIy4Yarh
JKeaeMble KOMITO3UIIMU. YKa3aHHbIE KOMITO3ULIUHU ISl MECTHOTO NMPUMEHEHUST MOKHO
BBOJIUTH PA3IMYHBIMU CMOCOOAaMH, HAMpHUMEpP, B BUAE TPAHCAEPMAJBHOIO ILIACTBIPS,
CpencrBa JJisi TOYEYHOTO HAHECeHWs] WIM Ma3du. AJJUTHUBHBIE COJH COEAUHEHHH
¢dopmyiel (1) BCeACTBHE MX TMOBBIIIEHHOH PACTBOPUMOCTH B BOJE IO CPAaBHEHHIO C
COOTBETCTBYIOLIEH OCHOBHOH (opmoM, oveBHAHO, OOjiee MPUTOAHBI JJISi MOJTYYECHHUS
BOJHBIX KOMIIO3ULIAH.

OCo0eHHO BBIFOJJHO TOTOBUTH (hapMaLIEBTUYECKHE KOMIIO3UIIMKM COTJIACHO
HACTOSIIIIEMY HW300pPETeHHI0O B CTAHIAPTHOM JIEKApCTBEHHOH (opMe IJisi MPOCTOTHI
BBEJICHUS U €TUHOOOpa3usi JTO3SUPOBKU.

TepmuH «craHmapTHasi JieKapcTBeHHass (Gopmay, MPUMEHSEMbIi B HACTOSIIEM
JIOKYMEHTE, OTHOCHUTCSI K (DPU3MYECKH TUCKPETHBIM (hopMam, MOAXOMSIINM B Ka4eCTBE
€MHIYHBIX JO3UPOBOK, MPU 3TOM Kaskiasi Takast popma COIEPKUT 3apaHee ONpeaeNieHHO
KOJIMYECTBO AKTUBHOTO HHIPENUEHTa, PACCYUTAHHOE U TIONYYESHHsS KeJIaeMOro
TepaneBTHYecKoro s¢¢ekra, B KoMOMHaUuMU C TpedyembIM (apMaleBTHICCKIM
HocuTesneM. lIpuMepbl TakKWX CTAaHAAPTHBIX JIEKAPCTBEHHBIX (POPM MPEIACTABISIOT COOOH
TabeTKy (BKJIIOYas TAOIETKH ¢ HACEUKOH HITM O0OJIOUKOH ), KATCyJIbl, MUTIOJN, TTAKETHKU
C TIOPOIIKOM, OOJATKH, PacTBOPHI WJIM CYCHEH3WH Ui WHBEKIUH, OTMEPEHHBIC O3B,

COOTBCTCTBYHOILIIUE YaiiHbIM JIOKKaM, CTOJIOBBIM JIOKKAaM H T.II., 4 TAKXKC UX OTACJIbHBIC
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KpaTHbIE KOJINYECTBA.

B cnyudae mepopanbHOrO BBeAEeHMs (PapMaleBTUYECKHE KOMIO3WLUHU COTJIACHO
HACTOSALIEMY H300pETEHUI0 MOTyT HMeThb (OpMYy TBEPABIX IO3UPOBAHHBIX (OpM,
Harpumep, TabJIeTOK (KakK INIOTaeMbIX, TaK U KEBATEIbHBIX (POPM), KarCyJl WU IeJIeBbIX
KarcyJj, TOJYyYEHHBIX TPH TOMOIIM OOBIMHBIX CHOCOOOB C  NPUMEHEHHEM
dapmManeBTUYECKH NPUEMIIEMbIX HATIOJHUTENEH U HOCUTENEH, TAKUX KaK CBS3BIBAIOIINE
areHThI (Hanpumep, npeKeNaTHHU3HPOBAHHBIH KYKYPY3HBbIH Kpaxma,
NOJMBUHWIMUPPOIUIOH, THAPOKCUIPONUIMETHIILEIUIION03a W T.I1.), HAIOJIHUTENN
(HarpuMep, JaKTO3a, MUKPOKPUCTAJUIMYeCKas LeJuoio3a, (ocdar kampuus U T.OL.),
CMas3bIBaIOIIME BelLIeCTBA (HAIpUMep, CTeapaT MarHus, TajlbK, JUOKCHJ KPEMHHUS U T.IL.),
paspbIxauTeNnn (HanmpuMep, KapTopenbHbI KpaxMall, KpaXMaJITJIHKOIAT HATPUS U T.I1.),
CMa4MBaroOIIue areHThl (HampuMmep, naypwicyibdar Hatpus) u T.n. Ha Takue tabietkn
TaKKe MOKHO HAHOCHUTD TOKPBITHE TIPH OMOIIHN CIIOCOOOB, XOPOIIO M3BECTHBIX B TAHHOM
00J1aCTH TeXHUKH.

Kunkue nexapcTBEHHbIE CPEACTBA ISl MEPOPAJBLHOTO BBEAECHUS MOTYT HMETh
¢dbopmy, HampuMep, PaCTBOPOB, CUPOTIOB FJIM CYCIIEH3UH, UM UX MOKHO TOJIy4aTh B BULE
CYXOro MPOAYKTa il CMELIMBAHUS C BOAOW HW/WIM APYTUM MOAXOISIIUM SKHUIKUM
HOCUTEJIEeM Tepel TNpUMEeHeHHeM. Takue >KHAKUE JIEKapPCTBEHHBIE CPEICTBA MOXKHO
NOJIy4aTh MPU MOMOIIU OOBIYHBIX CIIOCOOOB, HEOOS3aTENbHO C MPUMEHEHHEM IPYIUX
(apMaleBTUYECKH TPUEMJIEMbIX J00AaBOK, TaKHX KaK CYCIEHAMPYIOIIHE AareHThl
(Harmpumep, COPOUTHBIIN CHPOTI, METHJILIEIUTIOJI03a, THAPOKCUITPOIMIMETHIILIEIUTIOIO3a FITH
TMIPOTeHU3UPOBAHHbIE MHUILEBBIC SKUPBI), 3MyJbraTopbl (HAMpUMep, JELUUTHH WIN
IryMMHapaO¥K), HEBOJIHbIE HOCUTENHN (HANPUMEpP, MUHIAJIBHOE MACJIO, JKUPHBIE CIIOXKHBIE
3(HPbI WK 3TUIOBBIHA CIIUPT), MOACIACTUTENH, APOMATH3ATOPbI, MACKUPYIOIIHE areHThI U
KOHCEPBaHTHI (HANpPUMeEp, METWI- WM NPOMMI-A-THAPOKCHOEH30aThl MIIM COPOMHOBAsS
KHCJIOTA).

DapmMareBTHYECKH TPUEMIIEMbIE TTOJICIACTUTENH, MOIXOASAIIHE JIJIsl IPUMEHEHHUS B

bapmaneBTHIECKNX KOMITO3ULIUSX COIJIACHO HACTOALLEMY H300pETEHHIO,
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NPEANOYTUTENbHO BKJFOUAIOT IO MEHbIIEHl Mepe OJUH HWHTEHCHUBHBIN INMOJCIACTUTEND,
TAaKOH Kak  acmapraMm, auecyib(aM  Kamus, LUKJIaMaT  HATPUsA,  aJIUTapH,
OUTUAPOX ATKOHOBBIN MOJCIACTUTEIb, MOHEJUIUH, CTEBHO3H, CyKpasosy (4,1',6'-rpuxiop-
4,1',6'-TpuneoKCUTaIakTOCaxapo3y ) UM MPEeNOYTUTEIBHO CaXapyH, CaxapyuH HaTPHs WIN
KaJIbIUsT, U HeOOS3aTeNIbHO IO MEHbBIIEH Mepe OUH OObEeMHBIH MO CIaCTUTEIb, TAKOU KaK
copOuT, MaHHUT, (pPYKTO3a, caxapo3a, MajbTo3a, MW30MAJBT, T[JIIOKO33, CHPOI
TUIPOr€HU3UPOBAHHON  INIIOKO3bl, KCHJIMT, Kkapamenb win Mea. HHTeHCuBHBbIE
NOACIACTUTENN YIOOHO NPUMEHSATh B HU3KHX KOHLEHTpauusix. Hampumep, B ciyuae
caxapHuHa HaTpusl yKa3aHHasl KOHLIEHTPALMs MOXKET HAXOUTHCS B TUANIA30HE OT IPUMEPHO
0,04% no 0,1% (macc./06.) koHeuHOro cocraBa. OOBEMHBIN MOACIACTUTEb MOXKHO
5¢pdeKxTHBHO NMPUMEHSTH B OOJiee BBICOKMX KOHLIEHTPALMSIX B JUANA30HE OT NPUMEPHO
10% mo mpumepno 35%, npenmourutensHo oT npumepHo 10% no 15% (macc./06.).
dapMaleBTUUECKA TNPUEMIIEMBbIE apOMATU3aTOPbl, KOTOPbIE MOTYT MAaCKHUPOBAaTb
UHTPEUEHTbl ¢ TOPbKMM BKYCOM B COCTaBax C HU3KUMH J03aMH, NPEANOYTUTETBHO
BKJIFOYAIOT (PPYKTOBBIE apOMAaTH3aTOpPbl, TaKHe KaK BHUINHEBBIH, MAaJIMHOBBIMA,
YepPHOCMOPOIMHOBBIM WM  KJyOHHuYHBIH  apomatmzatop. KomOuHammsi  oByX
apOMAaTU3aTOPOB MOXKET O0ECIeYMBaTh OYEHb XOpPOIIHE pe3yibTaThl. B cocraBax ¢
BBICOKUMH JI03aMH MOTYT TpeOoBaThbcs Oojiee CHIIbHBIE (papMalleBTUMECKH MPUEMIIEMbIE
apomatu3atopsl, Takue kak Caramel Chocolate, Mint Cool, Fantasy u T.1.

Kaxnapiii apoMaTu3atop MOKET NPUCYTCTBOBATHL B KOHEYHON KOMIIO3ULIUU B
KoHIeHTpauu ot npumepHo 0,05% mo 1% (macc./06.). [IpennodTuTeIbHO MPUMEHSIOT
KOMOWHAIIMY YKAa3aHHBIX CHJIbHBIX apoMaTHU3aTopoB. IIpeAnoYTHUTENbHO NPUMEHSIOT
apoOMaTH3aTOp, KOTOPBIA HE MPETEPreBaeT KAKUX-THOO0 M3MEHEHHWH WM MOTEPU BKyCa
W/WJTH [IBE€TA B 3aBUCUMOCTH OT COCTaBa.

Coenunenust ¢opmynsl (I) mMoxkHO monmydate B (OpMe, TOAXONSIIESH s
NAPEHTEPATBHOTO BBEICHHS ITyTEM HHBEKIIUN, OOBIYHO BHYTPUBEHHOM, BHY TPUMBILIEYHON
WIN TIONKOXKHON MHBEKLMH, HANpPUMep, yTeM OOJFOCHONH MHBEKLUH WUJIM HENPEPbIBHOM

BHYTpUBEeHHOU MH(pY3un. COCTaBhI AJI1 HHBEKLUUI MOKHO NOJTy4aTh B BUAE CTAHAAPTHON
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JEKapCTBEHHOW (opMbL, HampuMep, B aMIyjax WIA MHOTOIO30BbIX E€MKOCTIX,
cofepKamux M00aBIeHHBIH KOHCepBaHT. OHU MOTYT NMPUHUMATh Takue (POPMBI, Kak
CYCIIEH3UH, PACTBOPBI UJIH SMYJIbCUU B MACJSIHBIX WJIM BOAHBIX BELIECTBAX-HOCHUTEIISAX, U
MOTYT COAEpKaThb IpenapaTooOpa3yrolie areHThl, TakhHe Kak H30TOHH3HPYIOLIHE,
CYCIIEHIUPYIOLIHUE, CTa0MITU3UPYIOLIIE u/unm JUCHEPTUPYIOLINE areHThl.
ANbTEepHATUBHO, aKTUBHBIM MHIPEIUEHT MOXKET NMPUCYTCTBOBATH B BHJE MOPOLIKA AJIs
CMELIMBAaHUA C MOAXOMAIIUM  BELIECTBOM-HOCHUTENIEM, HAampumep, CTEPUIIbHOU
arUpPOreHHON BOAOM, epe NPUMEHEHUEM.

Coenunenust Qopmyner (I) Takke MOXKHO TONy4YaTh B BHAE PEKTAIBHBIX
KOMIO3ULMM, TaKUX KaK CyNINO3UTOPHUM WM YAEP>KUBAIOIIME KIM3Mbl, HamlpUMED,
cozieprKaliie OObIYHbIE OCHOBBI CYNIIO3UTOPUEB, TAKUE KaK MAcli0 Kakao W/WIN ApyTue
[JIALEPULBL

Cneupamuctsl B 00J1acTu jiedeHust 3a00JeBaHI, CBSI3aHHBIX C ONOCPEIOBAHUEM
JIMTAH/I-3aBHCUMBIX MOHHBIX KaHAJIOB, JIETKO OMpPEAEISIT TePareBTUYeCKU 3P (PEKTUBHOE
KONMM4uecTBO coenuHeHust ¢opmyibl  (I) Ha OCHOBE pe3ylbTaTOB HCIBITAHMIA,
NpEACTaBIEHHbIX HIDKe. B Lenom, mosjararor, 4uto TepaneBTH4Yecku >ddexTuBHas noza
cocraBysier or mpumepHo 0,001 mr/kr mo mpumepHo 50 MI/kr maccel Teja, Oonee
NpeANnoYTUTEIBHO OT npuMepHo 0,01 mr/kr 1o npumepHO 10 MI/Kr Macchl Tela MalUeHTa,
KOTOPBI TOJUICXKHUT JIeYeHHIO. MOXKEeT OKa3aThCs LeNeCOOOpa3HbIM  BBEACHUE
TepaneBTHYecku (G @dexkTuBHOW a03bI B BHAE IBYX MM Oonee cy0mo3 dyepes
COOTBETCTBYIOLIME HHTEPBAJIBI B TCUCHUE JTHS. Y Ka3aHHbIE CYO103bI MOJKHO NPE/ICTABIIATh
B BHJI€ CTAH/IAPTHBIX JIEKAPCTBEHHBIX (POPM, HanpuMep, Kaskaast U3 KOTOPBIX COAEPIKHUT OT
npumepHo 0,1 mr no mpumepHo 1000 mr, Gomee KOHKPETHO OT NMpUMEpHO 1 Mr 1o
npuMepHo 500 M aKTHBHOT'O UHTPEIMEHTA Ha CTAHIAPTHYIO JIEKAPCTBEHHYIO (OpMY.

[TpumMeHsieMblil B HACTOSIIEM JOKYMEHTE TEPMHH «TepaneBTHuecKu 3¢ pexrnBHOe
KOJINYECTBO» COEIAMHEHHsI MPEACTABISET COOOH KOJNMYECTBO COCOUHEHHS, KOTOpOe NpHU
BBEJICHUM MHJIWUBHUIYYMY WJIH XUBOTHOMY NPUBOAUT K YPOBHIO YKA3aHHOT'O COCIUHEHHUS Y

WHAUBUAYYMA HWJIK KUBOTHOI'O, JOCTATOYHO BBICOKOMY IJIsA obecrnieueHust pa3HHqHMOﬁ
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AHTAarOHMCTUYECKOHN PeakLuu B OTHOLIEHUU peuenropa P2X7.

TouHast 1O3MPOBKA U YACTOTA BBEJIEHUS 3aBUCAT OT KOHKPETHOIO MPUMEHSAEMOTO
coenuHeHusi Gopmynbl (I), KOHKPETHOrO COCTOSHUS, TOMJICKAINETO JISYCHHIO, TSHKECTU
COCTOSIHUSI, TIOMJIEKAINErO JIEYEHUIO, BO3pPAcTa, MAacChl Tena U o0mero ¢pu3n4eckoro
COCTOSIHUSI KOHKPETHOIO NAllMeHTa, a TaKXe IPYTuX JIEKAPCTBEHHbIX CPENCTB, KOTOpBIE
MOXKET MPUHUMATh IMALMEHT, KaK XOPOLIO M3BECTHO CHELMAJNCTaM B JAHHON o0jacTu
TexHUKUd. Kpome Toro, ykazaHHOE «TepaneBTHUeCKH 3(PPEeKTHBHOE KOTHMYECTBO» MOKHO
CHIDKATh WJIM MOBBILIATh B 3aBUCUMOCTH OT pEaKLUU MOJYyYUBLIETO JICYEHUE MalUeHTa
W/ B 3aBUCUMOCTH OT OLIEHKH JISUAIIero Bpaya, Ha3HAYAIOIIEero COeAMHEHHS COTJIACHO
HacTosileMy n3oOperenuro. Takum oOpaszom, nuana3oHbl 3G (EKTHBHBIX CYTOYHBIX J103,
YKa3aHHBIE BBILIE, SIBJISIFOTCS JIUIIb OPUEHTUPOBOYHBIMH.

Homenknarypa u CTPYKTYpBI

B uenoMm, HOMEHKIAaTypa, NpUMEHsieMas B HACTOsILIEN 3asBKE, OCHOBAHA Ha
nporpammHoMm obecniedernu ChemOffice 1 co3nana B COOTBETCTBUH € CHCTEMATUYECKOM
Homenkjarypoir [UPAC. IlpencraBneHHble B HACTOSAINEM JAOKYMEHTE XHUMHUYECKUE
CTPYKTYpbI TOJY4YE€HbI C TpPUMEHEeHHeM mporpaMmHoro obecneuenuss ChemDraw
Bepcuu 18.2. Jlrobass cBOOOAHAsl BAJICHTHOCTh, TOSBISIONIASCS y aToOMa Yrjepona,
KHCJIOPOZa, Cephbl WM a30Ta B CTPYKTypax, MPEACTABJIEHHBIX B HACTOSAIIEM J1OKyMEHTE,
yKa3blBae€T Ha IMPUCYTCTBUE aTOMa BOAOPOAA, €cluM He YykazaHo wuHoe. Ecmu
a30TCoAEepIKalee reTePOaAPIITbHOE KOJIBLO MPENCTABICHO CO CBOOOIHOM BaJICHTHOCTBIO Ha
aToMe a30Ta, U Ha FeTEPOapHIILHOM KOJIbLIE MPEICTABJIEHbI TAKUE IEpeMEHHbIE, Kak R!, R2,
R® u T.n., Takue nepeMeHHbIE MOTYT ObITb CBSI3aHbl WM MPUCOENMHEHBbI K a30Ty CO
CcBOOOIHON BaJIEHTHOCTBIO. ECITH B CTPYKTYpe CyINeCTBYEeT XUPAJIbHBII IEHTP, HO JJIsl HETO
HE yKa3aHa KOHKPETHAsl CTEPEOXUMHs, TO 00a 3HAHTHOMEpA, CBSI3aHHbIC C HAJIMYHUEM
XHUPAJbHOrO ILEHTPa, OXBaTbIBAIOTCA YKa3aHHOW CTpykTypou. Ecmm crpykrypa,
NpeACTaBlieHHasT B HACTOSIIEM JOKYMEHTE, MOXET CyIIeCTBOBaTb B HECKOJIbKHUX
TAyTOMEPHBIX (popMax, BCE TaKHMe TAyTOMEPBI OXBATBHIBAIOTCS YKA3aHHOW CTPYKTYPOH.

ATOMI:;I, NPEACTABIICHHBIE B CTPYKTYPEC B HACTOALIEM AOKYMECHTE, MPCAHA3HAYCHBI AJIsA
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OXBaTa BCEX BCTPEHUAIOLINXCS B MPHUPOAE HM30TOINOB TAaKMX aroMoB. Tak, Hampumep,
NOAPAa3yMEBAIOT, YTO NPENCTaBJIECHHbIE B HACTOALIEM JOKYMEHTE aTOMbI BOJIOpOIA
BKJIIOYAIOT JIeiiTepHil 1 TPUTHIA, a ATOMBI yriiepojia BKJIro4aroT usoronsl *C u C.

Cokpamenus

CoxpalneHusi, KOTOpbleé MOXXHO NPUMEHSTh B ONUCAHUU CXE€M H TNPHUMEpPOB,
NPUBEIEHHBIX HUXE:

CC: xononouHas xpomarorpadus,

JAXM: nuxnopmeras;

JIM®A: numetunpopmamun;

EtOAc: sTunauerar,

EtOH: »Tanomn;

9. 4achl,

AlTH:aneroHuTpwII,

MUH:MUHYTa(bI),

H.. HOPMaJIbHOCTb;

SIMP: ssnepHbIii MArHUTHBIA PE30HAHC,

KT: komHaTHas Temnepatypa,

TT' ®: Terparunpodypas;

KX-MC: xunkocTHast XpoMaTorpadus — Macc-CIeKTPOMETPHS,

K>COs3: kapOoHat xanms,

NazSO4: cyabdar HaTpus;

BD2XX: BbIcOKO3¢ (hekTHBHAS KUIKOCTHAS XpoMaTorpadus;

0.1.: B TEYCHHE HOUH,

CH;ONa: metokcuz HaTpus,

NaCl: xnopua HaTpus;,

HCI: xnopucroBonopoanast KUCIOTA,

Y: BBIXOZ,

DIPEA: N,N-auu30nponui3THIaMUH;
28
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Et2O: nusTunoserii s¢up;

LiAlH4: amroMoruapus JIUTHSI.

JKCMepUMEeHTAJIbHAS YaCTh

IIpomexyTo4HBIC COCAUHEHUS

A. HurpuibHble Npou3BOAHbIE

BboabmmHCTBO 3aMCIICHHbIX HUTPWIbHBIX TPOU3BOJHBIX,

Crnenyromue npumepsl WUTOCTPUPYIOT HacTtosiiee uzooOperenune. Ecnu sBHO He

yKa3aHO WHOE, BCE TaHHbIe (OCOOEHHO MPOLEHTHI H KOJUYECTBA) OTHOCATCS K Macce.

MPUMECHSACMBIX B

Ka4€CTBE NCXOAHBIX MATCPUAJIOB, npno6peTan1/1 Yy NOCTaBIIUKOB XUMUYECKOU NpOAYKI U

CTpyKTypBI HUTPHJIBHBIX Homep CAS
NPOMU3BOAHbBIX
Y
/©/\\N 459-22-3
F
F
@/\\\N 326-62-5
Cl
©/\\\N 2856-63-5
Cl
C(\\\N 75279-55-9
F
Cl
/©/\\\N 75279-56-0
F
CFs
@/\\\N 3038-47-9
W‘N 4435-14-7
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CTpyKTYypbI HUTPHJIBHBIX
NPOH3BOAHBIX

Homep CAS

Zz;’;/

5452-65-3

T]
ﬂi
z//

959600-88-5

B. I'anorennpoussoaHbie

BonbIIMHCTBO rajoreHnpOU3BOAHBIX NMPHOOPETAIN Y MOCTABIIUKOB XUMHUUYECKON

NPOAYKLHU:

CTpykTypsl Homep CAS
raJjJor¢eHnpoMu3BOJAHbIX
Br
/\©\ 459-46-1
F
Br/\O 2550-36-9
858121-94-5

oy]
=

33

M

1695914-13-6

vs]
=
m M

1393569-74-8

o
=
mn

1784609-74-0

o8]
-3
'ﬂé'ﬂ
M

858121-96-7

;

3814-32-2

;

1621225-50-0

o
-~

2092565-10-9
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CTpykTypsI Homep CAS
FaJIOFeHl'lpOIBBOIl HbBIX
Br
\/\Q/ 570398-26-4
Br 1192-30-9

Br

HBr

1390654-84-8

Br\/\N

¢

42802-94-8

HBr
Br
1501249-61-1
cl
cl F 55117-15-2
Cl
CF3 21742-00-7
B'\/\NK 1098202-59-5
HBr (o]
Cl
120277-68-1
| A
N~
RF
1027545-48-7
Y _
_N
B 540-51-2
" CH
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OO0uHe cxemMbl CHHTE3A

Cxema 1
(o) 0 2
N A o LY e
N Cl EtOH NH HCI DIPEA, CH,Cl,
Step 1 Cragua 2
1 2 3 4
Cxema 1
N
R N /N\
R, RO B L
TOA, anokcaH o) Ry Y
Cragua 3 Craguns 4
6 8
Cxema 2
HO.__O MeO.__0O
Cl Cl
N | N
| N + \SI \Nz | =
E N | CH,CI,/CH30H . _N
9 10 Cxema 5 1
HO cl
Cl cl
I
N SOCl, \
J/\: CH,CI |
N e FJ/VN
Cragna 7
12 13

LiAIH,

—_—

T

Cxema 6

Cragus 1. Auernnxnopun 2 (8,0 5kB.) Mo KarusiM 100aBISUTH K OXJIKISHHOMY

(0°C) u nepemermmBaeMOMy pacTBopy HuTpuibHOro npomssoaHoro 1 (1,0 sks.) B EtOH;

PEaKLMOHHYIO KOJIOY IJIOTHO 3aKPhIBAIN MPOOKOH, PEAKLIMOHHOW CMECH JaBajId HArPEeThCs

0 KOMHATHOM TeMIlepaTypbl U MepeMellnMBaid B TedeHue Houu. llocne 3aBepiieHus
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peakuuu, ompenensemoro mnyrteM JKX-MC, nerkonerydne BeIIeCTBA YAASUIM TIPU
NOHIDKEHHOM JIaBIIEHWM JUIA BBIACJICHHWS MPOAyKTa B BUAe ruapoxiopuaa. OcraTok
NPUMEHSLITH 0€3 TOTIOIHUTEIBHON OUNCTKH.

Cragus 2. K oxnaxnenHomy (0°C) u nepemernaemomy pactsopy 3 (1,0 s5kB.) B
JAXM B armochepe Nz nobasmsum DIPEA (3,0 5kB.) W peakuMOHHYK CMeCh
nepememnsanyu npu 0°C B TeueHue 30 MUHYT. 3aTeM K pEAKLIMOHHONW CMECU MO KaIlIsIM
nobasnsim stunxaopdopmuar (1,1 skB.) B Teuenue 30-45 muHyT. PeakimoHHy0 cMech
nepeMelInBaiy 3 4 Ipyu KOMHATHOM TemriepaType. 3aTeM cMech (QUIBTPOBAJIM Yepe3 CIIOH
JMOKCHUIA KPEMHUS JUIS yIAJIeHUs CoJiel U QUIbTpaT KOHLEHTPUPOBAIIN IIPU ITOHHUKEHHOM
nasneHnn JKenaeMblil MPOAYKT MOJNYYaAIU TOCNE OUUCTKH HEOUMIIEHHOTO MPOIYKTa, Kak
yKa3aHO B KOHKPETHBIX MPUMEPaX.

Cragus 3. K pactBopy 5 (1,0 5kB.) B AuOKcaHe qOOABJISLIM TMPOU3BOIHOE
ruapasuna (2,5 5xB.) 1 TOA (2,5 5KB.) U PEAKLUOHHYIO CMECh KHUILSITHIN C OOPaTHBIM
XOJIOAUJIBHUKOM B TedeHue 16 u. Ilocnme oxnaxkneHus: cMechb pa30aBisuid BOAOH U
npombiBaiu EtOAc. 3arem nosBoauu 3uadenue pH 1o 2 mpu momouwm 1 M pacrsopa HCI
U BOHHBIA pacTBOp 3KcTparupoBaiu EtOAc. 3arem opranmyeckyro a3y mpoOMbIBaIH
coneBbiM pactBopoM, cyuni (NaxSOs4) u BbmapuBanu mox BakyymoMm. JKenaemblii
NPOIYKT MOJTy YaJIi MOCJIe OYUCTKH HEOUHIIIEHHOTO MPOAYKTA, KaK YKa3aHO B KOHKPETHBIX
npuMepax.

Cranus 4.

Cnocob A. K oxnaxaeanomy (0°C) u nepememnBaemomy pactsopy 6 (1,0 5kB.) B
JAM®A nobasnsiin CH3ONa (3 5KB.) 1 peakIMOHHYIO CMECh NEPEeMEIHBAIU MPH TOH Ke
temneparype B TedeHue 10 munyT. 3aTeM nobasisum ranoreHus 7 (S 3KB.) U PEaKIIMOHHYIO
cmech nepememuBaiu npu 70°C B TedeHne Houn. Peakiuro racuim no0aBieHHEM BOABI U
cmech skcTparupoaiu EtOAc (x 3). Opranuueckue Ciiou OOBSIUHSIIH, MPOMBIBAIU
coneBbM pacTBopoM, cymmmi (NaxSO4) M BbIMapuBagy MpPU NMOHWKEHHOM JaBJICHUH.
Kenaemplil TPOMYKT MONyYaIH MMOCIE OYHUCTKA HEOUHINEHHOTO MPOAYKTA, KaK YKa3aHO B

KOHKPETHBIX IPUMEPAX.
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Cnoco6 B. K oxnaxnenHomy (0°C) u nepemermmBaemomMy pactsopy 6 (1,0 5kB.) B
AITH/IM®A (5:1 006./06.) mobaBmsim K2COs; (2,5 3kB.) W peakUHMOHHYK) CMECh
nepeMelInBail Npu TOW ke Temrepatrype B TedeHune 10 mMuHyT. 3ateM n00aBISIIH
ranorenns 7 (1,2 5kB.) U peakuoHHyI0 cMech nepemernnBany npu KT B Teuenne HOUM.
Peakumro racwiu gobaBneHweM Boabl U cMech skcTparupoBau  EtOAc  (x 3).
Opranudeckue ciou 00BEIUHSITH, TPOMBIBAIM CONIEBBIM pacTBopoM, cymmin (Na2SOs) u
BBITAPHUBAJIM [IPU MIOHIKEHHOM AaByieHNH. JKenaeMbli MPOAYKT MOJyUaIy OCHE OUUCTKH
HEOUHMIIIEHHOTO MPOAYKTA, KaK YKa3aHO B KOHKPETHBIX MTPUMEpax.

Craaus 5. K pactBopy npousBoaHoro 6en3oiiHoi kucyotsi (9) (1,0 3xB.) B MeOH
u IXM (3,5 mn + 1,5 mn) mo karmsim pobasisiu (Tpumetuicuini)auasomerad (10).
PeakiMOHHYIO CMeCh MepeMelInBaId MPU KOMHATHOM TemIlepaType B TeUeHue 2 4acos.
3aTeM 100aBIIANIH elle 1Ba YKBUBAJICHTA (TPUMETHIICHIINII)INa30METaHa U PEAKLIHOHHYIO
CMeCh ITepeMEIIUBAJIN P KOMHATHOM TeMITepaType B TeUE€HUE TIONOTHUTEbHBIX 2 HYaCOB.
3aTeM pacTBOpPUTENb YIAIAIM IPU TMOHWKEHHOM JaBJIEHMHM U OCTABIIUMCA OCTAaTOK
pactBopsiin B EtOAc. Pacteop mpombiBasin NaHCOs ct.p. (2 x 10 min), cyurmnu (Na2SOs)
u ¢urbTpoBany. PacTBOpHMTENb yAAMSUIM TPU TMOHWKEHHOM JaBJICHUM U OCTaTOK
NPUMEHSLITH Ha Clienyroeii cranuu 0e3 TONOJTHUTETbHON OYHCTKH.

Cragus 6. K pacteopy 11 (1,0 sxB.) B TI'® mpu 0°C mpu HHTEHCUBHOM
nepemernnBannu nodasisum LiAlH4 (0,5 5kB.) 1 peakunonnyro cmech Harpesamu 10 KT.
3arem cMmech nepemermuBanu npu KT B Tedenue 2 4. 3ateM cmech oxnaxaanu no 0°C,
peakiuro racun HO u cmech pasbasimsuin nobasnenneM Et;O. PeakimoHHYH cMech
bunpTpoBa mox BakyymoM, ¢ruibTpar cyurrui (NazSO4) ¥ KOHLEHTPUPOBAIH IOT
BaKyyMoM. JKenaeMplil IPOIYKT MOJyYalTi IOC]e OYUCTKH HEOUHIIEHHOTO MPOAYKTA, KaK
yKa3aHO B KOHKPETHBIX MPHUMEPAX.

Cragus 7. Cvech 12 (1,0 3xB.) u THoHmxjopuna (1,5 sks.) B IXM rpenu npu
45°C B Teuenne Houu. [locne oxnaxxaenus: 1o KT pacrBoputenb ynansiyg moa BaKyyMOM
U OCTaTOK MPHUMEHSUIN Ha CIEAYIOIIeH cTaanu 0e3 TOMOIHUTETbHON OUUCTKH.

KonkperHbie npumMepsl
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IIpumep 1
5-(2-Xnop-6-propbensun)-4-(4-¢propdensunn)-2-merua-2,4-guruapo-3H-1,2 ,4-

TPHA30J1-3-0H

NN
AR
F

ITHIa-2-(2-x70p-6-gpropdeHn)aneTuMuIATA THAPOXJIOPHI (MPOMEKYTOUHOE
coequHeHnue 1). Yka3aHHOe B 3arojiOBKE COEIMHEHHUE IMOJyYajHu MO OOLIeH MeTOmuKe
(cxema 1, cranus 1) c npumMeHeHneM KoMMepuecku goctynHoro Hurpuia CAS: 75279-55-
9.

ITra-2-(2-xaop-6-gpropdennn)-N-(3TokCHKAPOOHHT)ALE THMHAAT
(mpomexyTOYHOE coequHeHHe 2). YKa3aHHOE B 3aroJIOBKE€ COEIMHEHHUE IOIyday IO
ob1eit metonuke (cxema 1, ctanus 2) ¢ IPUMEHEHHEM MPOMEXKYTOUHOTO coexuHenus 1.
Ero ouninanu myteM KOJOHOUHOU (uiIn-XxpoMaTtorpaduu Ha CHIIMKarese ¢ IPUMEHEHUEM
cmecu rexkcan/EtOAc 4:1 06./06. B kauectBe amoenTa (Y = 19%).

5-(2-Xn0p-6-Ppropoensun)-2-merua-2,4-quruapo-3H-1,2,4-rpuazos-3-on
(mpomexyTouHOe coeauHeHHe 3). YKa3aHHOE B 3arojIOBKE€ COEIUHEHHE IMOJIyYalH I10
obmieli meronuke (cxema 1, craausi 3) ¢ IPUMEHEHHUEM MPOMEKYTOYHOTO COETUHEHUS 2
u wmermirunpasuHa CAS: 60-34-4. Ero ouumanu TmyTeM KOJIOHOYHOM  (hidmmi-
xpomarorpaduu Ha CHiMKarene ¢ npuMeHeHneM cmecu rekcaw/AcOEt 1:4 006./06. B
kauectse dmoenHTta (Y = 59%).

5-(2-Xnop-6-Ppropodensui)-4-(4-propdensun)-2-merni-2,4-nuruapo-3H-1,2,4-
TPHa30J1-3-0H. YKa3aHHOE B 3aroJIOBKE COENMHEHHE MOJNydYajn Mo OOImeld MeTOmuKe
(cxema 1, cranmsa 4, cnocod A) C MpUMEHEHHEM NPOMEKYTOYHOr0 COeIHHEHHs1 3 U

opomuna CAS: 459-46-1. Ero ounmanu nytem BOXKX (Y = 64%).

IIpumep 2
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5-(2-Xnop-6-gpropoen3nn)-4-(HUKIOreKCHIMeTH)-2-MeTHI-2,4-quruapo-3H-

NN
M

1,2,4-Tpua3oi-3-on

VYKa3zaHHOE B 3arojlOBK€ COCIMHEHHE IOJydalu Mo olOmei meromuke (cxema 1,
5  craaus 4, cnocod A) ¢ mpuUMeHEHHEM NPOMEeKYTOYHOro coennHeHusi 3 u Opomuga CAS:

2550-36-9. Ero ounmanu myrem BOXX (Y = 58%).

IIpumep 3

5-(2-Xn0p-6-Ppropoensni)-4-((4,4-11PTOPUUKIOreKCHIT )M eTHI )-2-MeTHJI-2,4-

N“"N
/N&o F

F

10 auruapo-3H-1,2,4-Tpua3osi-3-oH

VYKa3aHHOE B 3arojiOBKe COCAMHEHHE MOJydasd Mo ol0meil meromuke (cxema |,
cranus 4, cnocod A) ¢ mprUMeHEHHEM MPOMEKYTOUHOro coenunenusi 3 u opomuna CAS:

15  858121-94-5. Ero ounmam mytem BOXX (Y =35%).

IIpumep 4

5-(2-Xn0p-6-Ppropoen3ni)-4-((3,3-1MPTOPUUKIONEHTHI)METHI)-2-MeTHI-2,4-

NN
M

20 F

auruapo-3H-1,2,4-tpua3on-3-ox

F

Vka3aHHOe B 3aroJIOBK€ COEAMHEHME Iojydanu no obmell meroamke (cxema 1,

cragus 4, cnoco0 A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOTro coenunenns 3 u 6pomuna CAS:
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1695914-13-6. Ero ounmanu myrem BOXXX (Y = 73%).

IIpumep S
5-(2-Xn0p-6-Ppropoensni)-4-((6,6-1upropounuko[3.1.0]rexcan-3-

5  una)merua)-2-meruna-2,4-gpuruapo-3H-1,2,4-tpuazon-3-on

VKa3aHHOe B 3arojIOBK€ COEIMHEHME IMOydaau No olmeid meroxuke (cxema 1,
craaus 4, cnocod A) ¢ MpUMEeHEeHHEM MPOMEeKYTOUHOro coequnenust 3 u opomuna CAS:

10 1393569-74-8. Ero ounmamu nyrem BOXX (Y = 65%).

IIpumep 6

5-(2-Xn0p-6-Ppropoen3ni)-4-((4-pTopuUHKIOreKCHII)METHIT)-2-M e THJI-2,4-
auruapo-3H-1,2,4-tpua3on-3-ox

NON
M

15 F
VYKa3aHHOE B 3arojIOBKE COSIUHEHHE Moiydaiu mo odmed meronuke (cxema l,
cranus 4, cnocod A) ¢ mprUMeHEHHEM MPOMEKYTOUHOro coenunerust 3 u opomuna CAS:

1784609-74-0. Ero ounmanmu myrem BOXXX (Y =29%).
20 Ipumep 7

5-(2-Xn0p-6-Ppropbensuni)-2-merua-4-((4-

(TpudTopmMeTHI)HKIOreKCHI)MeTHN)-2,4-qnuruapo-3H-1,2,4-Tpua3on-3-on
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F

F

VYKa3zaHHOE B 3arojiIOBK€ COCAMHEHHE IMOJydalu Mo o0mei meromuke (cxema 1,
cragus 4, cnoco0 A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOro coenuHenns 3 u 6pomuna CAS:

858121-96-7. Ero ounmam nmytem BOXKX (Y =39%)).

IIpumep 8
5-(2-Xnop-4-Ppropbensuni)-4-(4-¢propodensuna)-2-merua-2,4-guruapo-3H-1,2,4-

TPHA30J1-3-0H

cl
N”N
N
/ _§0
F

ITun-2-(2-xaop-4-propdenmwn)aneTumMuaaTa ruapoxJaopua (MpPoMexKyToOYHOE
coennHeHue 4). YKa3aHHOE B 3arojIOBKE COCIUHEHME TOJNy4Yaau MO OOLeHd MEeTOIHKe
(cxema 1, cranus 1) ¢ npuMeHeHreM KoMMepUecku nocTynmHoro Hutpuia CAS: 75279-56-
0.

ITun-2-(2-xaop-4-propdenmwn)-N-(3ToOKCHKAPOOHHIT) AL ETUMHUAAT
(mpomesxyTOouHOe coeanHeHHe S). YKa3aHHOE B 3arojiOBK€ COEIMHEHHE MOJydald IO
obmiel MeToauke (cxema 1, craausi 2) ¢ IpUMEHEHHEM MPOMEKYTOYHOI 0 COeIUHEeHUs 4.
Ero ounimanu myteM KOJOHOUHON (miI-xpoMaTtorpaduy Ha CHIIMKarese ¢ IpUMEHEHUEM
cmecu rekcan/EtOAc 4:1 06./06. B kauectse amoeHTa (Y = 64%).

5-(2-Xnop-4-Ppropéensni)-2-merun-2,4-guruapo-3H-1,2,4-trpuaszoi-3-on
(nmpomesxyTOyHOe coequHeHHe 6). YKa3aHHOE B 3arojIOBKE COEIMHEHHUE IMOJIydyalu IO
obmielt Meronuke (cxema 1, craausi 3) C IPUMEHEHHUEM MPOMEKYTOYHOTO COEeTUHEHUS 5
u wmermwirunpasuda CAS: 60-34-4. Ero oudmanu myTeM KOJOHOUYHOH (hydimi-

xpomarorpaduu Ha cuiaukaresne ¢ npuMeHeHneM cmecu rekcaw/EtOAc 4:1 006./06. B
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kauectse dmoeHTta (Y = 91%),).
5-(2-Xnop-4-Ppropbensni)-4-(4-propodensunn)-2-merua-2,4-guruapo-3H-1,2,4-

TPHa30J1-3-0H. YKa3aHHOE B 3aroJIOBKE COENMHEHHE MOJNydYaju Mo OOImeHd MeTOIuKe

(cxema 1, cranmst 4, cnoco® A) ¢ MpUMEHEHHEM NPOMEKYTOYHOr0 COeJHHEHHs1 6 U

opomuna CAS: 459-46-1. Ero ounmanu nytem BOXKX (Y = 89%).

IIpumep 9

5-(2-Xn0p-4-PpropOensni)-4-(UKIOTeKCUIMEeTHI)-2-MeTHI-2,4-quruapo-3H-

k!

NN
M

1,2,4-Tpua3on-3-on

YKa3aHHOE B 3arojiOBKEe COCAMHEHHE MOoJydaliud Mo ol0meil meromuke (cxema |,
cragusi 4, cnocod A) ¢ MpUMEHEHHEM MPOMEKYTOUHOr0 coeaunenus 6 u 6pomuna CAS:

2550-36-9. Ero ouutanu nyrem BOXX (Y = 66%).

IIpumep 10
5-(2-Xnop-4-propoensunn)-4-((3,3-1upTOPUHKIONEHTHI)METHI)-2-MeTHJI-2,4-
auruapo-3H-1,2,4-tpua3on-3-ox

R

NN F
N
/ _§O F

VYKa3aHHOE B 3arojiOBKe COCAMHEHHE IMOJydasid Mo ol0meil meromuke (cxema |,

cragus 4, cnoco0 A) ¢ mpUMEHEHHEM MPOMEKYTOUHOT0 coeauHenns 6 u 6pomuna CAS:

1695914-13-6. Ero ounmanu mytem BOXKX (Y = 58%).

IIpumep 11
5-(2-Xn0op-4-PpropOeH3ni)-4-(UKIOrenTHIAMETHI)-2-MeTHI-2,4-quruapo-3H-

1,2,4-Tpua3oj-3-on
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Vka3aHHOe B 3aroJIOBK€ COEAMHEHME IMOoJydanu no odmeil meroauke (cxema 1,
cragus 4, cnoco0 A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOr0 coeauHenns 6 u 6pomuna CAS:

33814-32-2. Ero ounmanu nyrem BOXX (Y = 57%).

IIpumep 12
5-(2-X10p-6-PpropOensni)-4-(LUKIOrenTHIAMETHI)-2-MeTHI-2,4-quruapo-3H-

1,2,4-Tpua3o-3-o1

cl
NN
N
/ —'Qo
10 VYka3aHHOE B 3arojioBKe COeIMHEHHE MOJydaad o oluiei meroauke (cxema 1,
cragusi 4, cnocod A) ¢ MpUMEHEHHEM MPOMEKYTOUHOro coeaunenus 3 u 6pomuna CAS:

33814-32-2. Ero ouutmanu nyrem BOXKX (Y = 44%).

IIpumep 13
15 S-(Hukorekcuamerunn)-2-metui-4-((2-(rpudropmerna)nupuaun-4-

wia)meTuna)-2,4-guruapo-3H-1,2,4-rpua3on-3-on

ITUI-2-UUKJIOTeKCHIALIeTUMHAATA TUAPOXJIOPHUL (mpomMexxyTO4YHOE

coennHeHHe 7). YKa3aHHOE B 3aroJIOBKE€ COENHMHEHHE MMOJy4asld Mo oO0meid MeToauke

20 (cxema 1, cranms 1) ¢ mpuMeHeHHeM KoMmMepuecku noctynaoro Hurpuia CAS: 4435-14-
7.

ITUA-2-UHKI0TeKCHI-N-(3TOKCHKAPOOHHT)alleTHMHAAT  (MPOMEKYTOYHOE

coennHeHue 8). YKa3aHHOE B 3arojOBKE COCIUHEHHE TOJydYad MO OOLIel MEeTOIuKe

40



10

15

20

25

(cxema 1, cragusi 2) ¢ MpUMEHEHHUEM MPOMEKYTOYHOro coenunenuss 7. Ero ounmanm
IyTeM KOJIOHOYHOH (pudiu-xpomarorpaduu Ha CHIIMKareje ¢ MPUMEHEHHEM JIMHEHHOTO
rpaavenTa stmaneTara B rekcane ot 0% mo 50% (Y = 49%).
S-(Ilmkorekcuamerna)-2-metTui-2,4-gurnapo-3H-1,2,4-rpua3zo-3-o
(mpomexyTO4YHOe coeqMHeHHe 9). YKa3aHHOE B 3arojIOBKE€ COEIMHEHHE IMOJIydalu I10
obmelt meronuke (cxema 1, craausi 3) ¢ IPUMEHEHHUEM MPOMEKYTOYHOI 0 COeIUHEeHus 8
u wmetrmwirunpasuda CAS: 60-34-4. Ero ounmanu myTeM KOJIOHOYHOM (-
xpomarorpaduu Ha CHJIMKaresie ¢ MPUMEHEHHEM JIMHEHHOro rpajueHTa HTUialeTaTa B
rekcare ot 0% o 100% (Y = 64%).
S-(Huxaorekcuameru)-2-metuj-4-((2-(rpudropmerna)nupuanx-4-
uia)meru)-2,4-auruapo-3H-1,2,4-rpuazon-3-oH. Yka3aHHOE B 3arojIOBKE€ COEJUHEHNE
nojydanu no obmei meroxuke (cxema 1, cramus 4, cnocod B) ¢ mpumeHeHnem
npomMe:kyTouHoro coequnernusi 9 u xynopuna CAS: 1027545-48-7. Ero ouninanau nyrem

BOXKX (Y = 37%).

IIpumep 14
5-(2-Xn0op-6-Ppropben3uni)-2-meTun-4-(cnupo|2.5|oktan-6-uamerni)-2,4-

auruapo-3H-1,2,4-tpua3on-3-ox

VYKa3aHHOE B 3arojiOBK€ COCAMHEHHE IMOJydasid Mo ol0meil meromuke (cxema |,
cranus 4, cnocod A) ¢ mprUMeHEHHEM MPOMEKYTOUHOro coenunenust 3 u opomuna CAS:

1621225-50-0. Ero ounmanmu nmytem BOXKX (Y = 53%).

IIpumep 15

5-(2-Xn0p-6-propoen3ni)-4-(2-(4,4-AMPTOPUHKIOreKCHIT)ITHI)-2-MeTHJI-2,4-
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auruapo-3H-1,2,4-tpua3on-3-on

VYKa3zaHHOE B 3arojlIOBKE€ COEIMHEHHE IMOJydalu Mo olOmeil meromuke (cxema |,
cragus 4, cnoco0 A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOTro coeauHenns 3 u 6pomuna CAS:

5  2092565-10-9. Ero ounuranu nytem B2XX (Y =31%).

IIpumep 16
5-(2-Xn0op-6-Ppropoen3uni)-4-(2-(4,4-AIMMe THIILHKJIOT €KCHJT)ITHJI)-2-M e THJI-

2,4-nuruapo-3H-1,2,4-Tpua3oi-3-o1

10
Vka3aHHOe B 3aroJIOBK€ COEAMHEHME IOoJydanu no obmed meroauke (cxema 1,
cragus 4, cnocod A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOro coeaunenns 3 u 6pomuna CAS:
570398-26-4. Ero ounmmamu nyrem BOXXX (Y = 57%).
15 IIpumep 17

4-(I{ukyiorekcuamMeTna)-2-MmeTuJi-5-(2-(tpudgropmeTnn)deH3 ui)-2,4-1TUruapo-

3H-1,2,4-Tpua3ona-3-oH
CFs

ITna-2-2-(rpudpropmerni)penni)anerumuaara THAPOXJIOPHA
20  (npomexyTouHoe coeanHenue 10). YkasaHHOe B 3aroJIOBKE€ COEIMHEHHE MOMyYalu IO

ob1eit meronuke (cxema 1, ctagust 1) ¢ npuMeHeHHEM KOMMEPUYECKH TOCTYITHOIO HUTPHJIA
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CAS:3038-47-9.
ITna-N-(3rokcukap6onun)-2-(2-(rpudpropmernit)penni)anerumuaat
(npomesxyTouHoe coennHeHue 11). Yka3zaHHOe B 3arojIoOBKE€ COEAMHEHUE MOMYYasH 0
o0meli meronuke (cxema 1, ctaausi 2) C IpUMEHEHHEM NPOMEKYTOYHOro coexnHenus 10.
Ero ounmanu myteM KoaoHOUHON (umIin-xpoMaTtorpadguu Ha CHIIMKarese ¢ IpUMEHEHUEM

JUHEMHOrO rpajiueHTa STrUjanerarTa B nukiorekcase ot 2% no 15% (Y = 35%),).
2-MeTtui-5-(2-(tpudpropmerni)oensui)-2,4-quruapo-3H-1,2,4-tpua3on-3-oxn
(mpomexyTo4yHOe coeanHeHue 12). Yka3zaHHOe B 3arOJIOBKE€ COEAMHEHUE MOMyYasH 10
o0meli meronuke (cxema 1, ctanus 3) ¢ mpuMeHEHHEM MPOMEXKYTOYHOTr0 coequHeHus 11
u wmeruiaruapasuna CAS: 60-34-4. Ero mnpumeHsiM Ha Cleayrouei craaud 0e3
nonorHUTeNbHON ounucTkH (Y = 97%).
4-(IukyiorekcHaMeTH)-2-MeTHJI-5-(2-(Tpud ropme T )0eH3 ui)-2,4-TUruAPo-
3H-1,2,4-Tpua3o/-3-oH. YKa3aHHOE B 3aroJIOBKE COEOMHEHHE MOJydaid 1Mo oOuiei
meronuke (cxema 1, cragus 4, cnocod0 A) C NpPUMEHEHHEM MPOMEKYTOYHOIO

coenuHenus 12 u 6pomuna CAS: 2550-36-9. Ero ounmanu mytem BOXX (Y = 27%).

IIpumep 18
4-((4,4-In propuHKIOreKCUI)METHIT)-2-MeTHI-S-(2-(Tprud TOpMeTHIT)0e H3IHT)-

2,4-puruapo-3H-1,2,4-Tpua3on-3-ox
CF3

VYka3aHHOE B 3ar0JIOBKE COEIMHEHNE MOTy4alty 1o o0meil meromuke (cxema 1,
cragus 4, cnoco0 A) ¢ NpUMeHeHHeM MPOMEKYTOUYHOro coeAnHenust 12 u Opommuna

CAS: 858121-94-5. Ero ounmanu nyrem BOXX (Y = 23%)).

IIpumep 19
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4-((3,3-In propuuKIONEeHTHI)METIHI)-2-MeTHII-S-(2-

(Tpudropmernn)oensun)-2,4-nuruapo-3H-1,2,4-Tpua3on-3-ox
CFs3

VYKa3zaHHOE B 3arojlOBK€ COEIMHEHHUE IMOJydaiu Mo olOmeil meromuke (cxema 1,
5  craaus 4, cnocol A) ¢ mprMeHEeHHEM NPOMeKyTOYHOro coequHeHust 12 u 6pomuna CAS:

1695914-13-6. Ero ounmmanu nyrem BOXX (Y = 24%)).
CF3
N‘.

JN___
N
A

IIpumep 20
5-(2-Xn0p-6-Ppropben3uni)-2-merun-4-((terparuapodypan-2-ua)merui)-2,4-

10  muruapo-3H-1,2,4-tpua3zo.-3-on

VYKa3aHHOE B 3arojiOBKe COCAMHEHHE IMOJydalid Mo ol0meil meromuke (cxema |,

cranus 4, cnocod A) ¢ mprUMeHEHHEM MPOMEKYTOUHOro coenunerust 3 u opomuna CAS:

15 1192-30-9. Ero ouninanu myTeM KOJOHOYHOU (umi-xpoMartorpaduu Ha CUIHKAresie ¢
NpUMEHEeHHeM JMHENHOro rpajueHTa 3Tujanerata B nukiorekcane ot 0% mo 100%

(Y = 23%).

IIpumep 21
20 5-(2-Xn0p-6-PpropOen3ni)-2-meTua-4-((1-meTuanunepuANH-2-UI)MeTHI )-2,4-

auruapo-3H-1,2,4-tpua3on-3-on
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VYKa3aHHOE B 3arojIOBK€ COCAMHEHHE IMOJydau Mo ol0meil meromuke (cxema 1,
cragus 4, cnoco0 A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOTr0 coenuHenns 3 u 6pomuna CAS:
1390654-84-8. Ero ounimaiu myTeM KOJIOHOYHOH (dm-xpoMaTorpadgpuu Ha CUIHKarese ¢
NPUMEHEHHEM JIMHEHHOro TIpajiueHTa MeTaHona B auxjiopMmeraHe ot 0% mo 20%

(Y = 44%).

IIpumep 22
5-(2-Xn0p-6-Ppropoensuni)-2-meTuin-4-(2-mopdoaunodTun)-2,4-qguruapo-3H-

1,2,4-Tpua3zo.-3-oH
cl

VYKa3aHHOE B 3arojiOBKE COCAMHEHHE IMOJydasid Mo olmeil meromuke (cxema |,
cranus 4, cnocod B) ¢ npumMeHeHreM npoMeRyTO4YHOro coexunenusi 3 u opomuna CAS:

42802-94-8. Ero ounmasu myrem BOXKX (Y = 20%).

IIpumep 23
4-((2,2-IMMeTHIUKIOT e KCHII )MeTHJI)-2-MeTHJI-S-(2-

(Tpudropmernn)denszui)-2,4-nuruapo-3H-1,2,4-rpua3on-3-ox

Vka3aHHOe B 3aroJIOBK€ COEAMHEHME Iojydanu no obmel meroamke (cxema 1,
cragus 4, cnocod A) ¢ mpuMEHEeHHEM NPOMEeXKYTOUHOT o coennHenus 12 u 6pomuna CAS:
1501249-61-1. Ero ounmanu nytrem BOXX (Y = 11%).
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IIpumep 24
4-(2-X10p-6-PpTopOeH3 N1 )-S-(UKI0reKCHIMeTHT)-2-MeTHI-2,4-nuruapo-3H-

1,2,4-Tpua3o-3-o1

VYKazaHHOE B 3arojioBKe COENMHEHHE MOJydaau nmo odumieil meroxuke (cxema 1,
cragus 4, cnocod B) ¢ mprMeHeHHEM npoMeRyTOYHOro coennHenust 9 u xyopuna CAS:
55117-15-2. Ero ouuimaiu myTeM KOJOHOYHOH (udin-xpomarorpapuul Ha CHIIHKAresie ¢

10  nmpuMeHeHHEM JIMHEHHOrO rpaiueHTa 3TIanerara B rekcase (¢ 1% TOA) ot 0% no 100%

(Y =50%).
/N\
O/T\\gu._
Yol
cl F
IIpumep 25

S-(Iukorekcuamernn)-2-meTui-4-(2-(tpudgropmeTnn)deH3 ui)-2,4-1TUruapo-

15 3H-1,2,4-Tpua3ou-3-oH

VYKa3aHHOE B 3arojiOBK€ COCAMHEHHE IMOJydasid Mo ol0meil meromuke (cxema l,
cragus 4, cnoco0 B) ¢ mpuMeHeHneM npomMexkyTouHOro coennHenust 9 u xyopuna CAS:
21742-00-7. Ero ouumiamy myTeM KOJIOHOYHOUW (hJ3mm-xpomarorpaguu Ha CUTHKArese C

20  nmpuMeHeHHWeM JIMHEWHOTO rpaaneHTa sTunanerara B rekcane (¢ 1% TOA) ot 0% no 100%

(Y = 17%).
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IIpumep 26
4-((4,4-In propuuka0oreKcuI)MeTn)-5-(2-propodeH3ni)-2-meTuna-2,4-

auruapo-3H-1,2,4-tpua3on-3-on

ITna-2-2-proppenna)anerumuaata THAPOXJIOPHA (mpomexyTouHOE
coennHeHue 13). YkazaHHOe B 3arojlOBKE€ COEAMHEHHE MOJy4alaH Mo oOIield MeTOmuKe
(cxema 1, cranus 1) ¢ mpuMeHeHneM KoMMepyecku noctynHoro Hurtpuiaa CAS: 326-62-5.

Itua-N-(3rokcukapoonnn)-2-(2-gproppenna)anerumugar (IPoOMeRyYTOUHOE
coequHeHHe 14). Yka3aHHOe B 3arojiOBKE COCIMHEHHE IMOJydasd MO OOIIeH MeTOauKe
(cxema 1, cragus 2) ¢ npUMEHEHHEM MPOMeXKyTO4HOro coequnenust 13. Ero ounmmanu
IyTeM KOJIOHOYHOH (mII-xpoMarorpaduu Ha CHUJIMKaresie ¢ MPUMEHEHHEM JIMHEHHOTrO
rpagueHTa stuianerata B rekcane ot 0% mo 50% (Y = 63%).

5-(2-®ropoensun)-2-meTun-2,4-quruapo-3H-1,2,4-rpua3on-3-on
(mpomexxyTouHoe coequHeHnHe 15). Yka3zaHHOe B 3arOJIOBKE€ COEIMHEHHE TMONYYaIH 10
obeli Mmeronuke (cxema 1, ctanus 3) ¢ NpUMEHEHHEM MPOM €KY TOYHOr 0 coennHenus 14
u wmerwiruapasuda CAS: 60-34-4. Ero ouumanud TmyTeM KOJIOHOYHOU (-
xpomarorpaduu Ha CHJIMKareje ¢ MPUMEHEHHEM JIMHEHHOTrO TpaJHeHTa STHJIAaleTaTa B
rekcane ot 0% o 100% (Y = 17%).

4-((4,4-In propuuxaorekcuai)MeTus)-5-(2-propoeHs3ni)-2-meTuni-2,4-
auruapo-3H-1,2,4-Tpua3o-3-0H. YKa3aHHOE B 3arojIOBKE COEAUHEHUE MOIy4alau IO
obmeit meroguke (cxema 1, cramus 4, cnocod A) ¢ MPUMEHEHHEM NPOMEKYTOYHOI0
coennHenus 15 u 6pomuna CAS: 858121-94-5. Ero ounimanu myTeM KOJOHOYHOH (pIiaim-
xpomarorpaduu Ha CHUJIMKareje ¢ MPUMEHEHHEM JIMHEHHOro IpaJleHTa STHJIAaleTaTa B

rekcane (¢ 1% TDA) ot 0% no 100% (Y =38%).
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IIpumep 27
4-(Huxaorexkcuamerun)-S-(2-gpropoensun)-2-metu-2,4-guruapo-3H-1,2,4-

TPHA30J1-3-0H

5 VYkazaHHOE B 3arojioBKe COENMHEHHE MOJydaiu mo odmiei meroauke (cxema 1,
cragus 4, cnocod A) ¢ mpuMEHEeHHEM MPOMeXKYTOYHOTr o coeanHenust 15 u opomuna CAS:
2550-36-9. Ero ounmmany myTeM KOJIOHOYHOH (umii-xpomarorpaduu Ha CHUIIMKarene ¢
NpUMEHEHUEM JINHEIHOrO rpasineHTa sTunanerara B rekcase (¢ 1% TOA) ot 0% no 100%
(Y =41%)).

10
IIpumep 28
4-(IuxorenTHIAMeTHI )-2-M eTHII-5-(2-(Tpud TOpMeTHIT) O e H3 1IT)-2,4-

auruapo-3H-1,2,4-tpua3on-3-ox
CFy

15 VYka3aHHOe B 3arojioBKe COENUHEHHE MOJydaau mo odmieil meroamke (cxema 1,
cragus 4, ciocod A) ¢ mpUMEHeHHEM NPOMEKYTOUHOTr o coennnenus 12 u 6pomuna CAS:

3814-32-2. Ero ouynmmanu myrem BOXX (Y = 10%).

CF3
N

=t

20 4-(2-Xn0p-5-(5-¢propnupumuauH-2-ua)oeH3mn)-S-(4-gpropoeHsnn)-2-MeTHI-

IIpumep 29

2,4-puruapo-3H-1,2,4-Tpua3on-3-on
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ITna-2-(4-proppenni)anerumuaara THAPOXJIOPHA (mpomexyToUHOE
coennHeHue 16). YkazaHHOe B 3arojIOBKE€ COEAMHEHHE TOJydYald MO O0Imell MeToauke
(cxema 1, crangus 1) ¢ mpuMeHeHneM KoMMepUecku noctynHoro Hurpuiaa CAS: 459-22-3.

ITna-N-(3Tokcukap6onna)-2-(4-gproppenna)aneTumuaar (IpoMeKyTOYHOE
coennHeHue 17). YkazaHHOe B 3arojIOBKE€ COEAMHEHHE IMOJy4alaH MO oOIueld MeTomuKe
(cxema 1, cragus 2) ¢ IpUMEHEHHUEM MPOMEKYTOYHOro coeauHenusi 16. Ero ounmanu
IyTeM KOJIOHOYHOH (dII-xpoMarorpaduu Ha CHUJIMKaresie ¢ MPUMEHEHHEM JIMHEHHOTrOo
rpaauenTa stunaneTara B rekcade ot 0% mo 50% (Y = 57%).

5-(4-Dropoensun)-2-meTui-2,4-quruapo-3H-1,2,4-rpua3o-3-on
(mpomexxyTouHoe coenuHeHue 18). Yka3zaHHOe B 3arOJIOBKE COEIMHEHHE TMOJYYaIH 10
obelt Mmeroauke (cxema 1, ctanus 3) ¢ NpUMEHEHHEM MPOM €KY TOYHOr 0 coequHenus 17
u w™erwirunpasuHa CAS: 60-34-4. Ero oudmanud TmyTeM KOJIOHOYHOW (-
XpomaTtorpapuu Ha CHJIMKarejie ¢ MPUMEHEHHEM JIMHEHHOTO IPpaJHeHTa STUalerara B
rekcade ot 0% mo 100% (Y =23%).

Metua-2-xa0p-5-(5-¢propnupumMuanH-2-Ui1)6eH30aT (mpomexxyTOUHOE
coennHeHue 19). YkazaHHOe B 3arojIOBKE€ COEAMHEHHE TOJydYaId MO O0Iell MeToauke
(cxema 2, cranus 5) ¢ MPUMEHEHHEM TPOU3BOAHOrO OeH30iHOoM kuciorel CAS: 1227807-
75-1. Ero npuMeHsiM Ha CIEAYIOLIeH CTaquu 0e3 JOTIOIHUTENIbHONH OYHCTKH.

(2-Xnop-5-(5-¢propnupumMuanH-2-1J1)PeHU1 )MeTaAH O (mpomexxyTO4YHOE
coennHenue 20). Yka3aHHOE B 3arojIOBKE€ COEAMHEHHE MOJydYald MO OOIIed MeTOauKe
(cxema 2, cragusi 0) ¢ MPUMEHEHHEM MPOMEKYTOUYHOro coeaunenusi 19. Ero ounimanu
NyTeM KOJIOHOYHOH (pudiu-xpomarorpaduu Ha CHIIMKareje ¢ MPUMEHEHHEM JIMHEHHOTO
rpaauenTa stunaneTata B rekcade ot 0% o 50% (Y = 49%)).

2-(4-Xnop-3-(xsopmetun)derun)-S-GpropnupuMHIANH (mpomexxyTOUHOE

coennHeHue 21). YkazaHHOe B 3arojIOBKE€ COEAMHEHHE TOJydYald MO O0Imell MeTomuke
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(cxema 2, craaus 7) ¢ MPUMEHEHHEM NMPOMEKYTOYHOr0 coequHeHus 20.
4-(2-Xnop-5-(5-¢propnupumuauH-2-ui)oen3nn)-S-(4-gpropoeHsni)-2-meTui-
2,4-puruapo-3H-1,2,4-Tpua3om-3-0oH. Y Ka3aHHOE B 3ar0JIOBKE COEAMHEHUE MOyYaId IO
obmeit meronuke (cxema 1, cramus 4, cnocod B) ¢ mpuMeHeHHEM NPOMEKYTOUHOIO
coenunenusi 18 u xyopuna (mpome:xkyrounoe coegunenue 21). Ero oummanu nmytem
KOJIOHOYHOHN ¢umiI-xpoMaTtorpa@uu Ha CHIMKarejae C TNPUMEHEHHEM JIMHEHHOro

rpaauenTa stunanerarta B rekcane (¢ 1% TOA) ot 0% no 100% (Y = 25%).

IIpumep 30
5-(2-Xnop-6-propodensni)-4-(2-(3,3-1umMeTHIAMOPPOTHHO)ITHI)-2-Me THII-2,4-

auruapo-3H-1,2,4-Tpua3oun-3-ox
cl

VYKa3aHHOE B 3arojiOBKe COCAMHEHHE MOJydasid Mo ol0meil meromuke (cxema |,
cranus 4, cnocod B) ¢ npumMeHeHreM npoMeRyTO4YHOro coenuHenust 3 u opomuna CAS:

1098202-59-5. Ero ounmanu nytem BOXKX (Y =20%).

IIpumep 31

S-(Iukyorekcuamern)-2-meTui-4-((2-MeTHINHPUAUH-3-HIT)MeTHI)-2 ,4-
/N\
O/\NRN,
o
Z
N

Vka3aHHOe B 3aroJIOBK€ COEAMHEHME IOJIydanu mo obmieil meromauke (cxema 1,

auruapo-3H-1,2,4-tpua3on-3-ox

cragus 4, cnoco0 B) ¢ mpuMeHeHneM npomMexRyToYHOro coennHenust 9 u xyopuna CAS:

120277-68-1. Ero ounmmamm mytem BOXX (Y =28%).
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IIpumep 32
4-((2,2-IMMeTHIILMKI0TeKCHI )MeTHT)-S-(2-PpTopOeH3nn)-2-meTni-2,4-

auruapo-3H-1,2,4-tpua3on-3-on

5 VYkazaHHOE B 3arojioBKe COENMHEHHE MOJydaiu mo odmiei meroauke (cxema 1,
cragus 4, ciocod A) ¢ mpuMEHEeHHEM MPOMeXKYTOUHOTr o coeanHenns 15 u opomuna CAS:
1501249-61-1. Ero ounimanu myreM KOJIOHOYHOM (am-xpoMaTorpadpuu Ha CUIIMKarese ¢
NPUMEHEHUEM JIMHEIHOTO rpajineHTa sTuianerara B rekcase (¢ 1% TOA) ot 0% no 100%
(Y =13%).

10
IIpumep 33
5-(2-Xn0p-6-Ppropoen3ni)-4-((2,2-1MMe THIHKJIOTeKCHJI)MEeTHT )-2-MeTH.I-

2,4-quruapo-3H-1,2,4-Tpua3on-3-ox

15 VYka3aHHOe B 3arojioBKe COENUHEHHE MOJydaau mo odmieil meroamke (cxema 1,
cragus 4, cnocod A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOTro coenunenns 3 u 6pomuna CAS:

1501249-61-1. Ero ounmayu myrem BOXKX (Y = 16%).

IIpumep 34
20 5-(2-Xn0p-6-Ppropoensni)-4-((4,4-1MPTOPUUKIOreKCHI)MeTH )-2-3THI-2,4-

auruapo-3H-1,2,4-tpua3on-3-ox
cl



5-[(2-Xnop-6-proppennn)mernn]-2-3Ttua-2,4-guruapo-3H-1,2,4-rpuazon-3-
OH (IpoMesKyTO4YHOe coeqrHeHHe 27). YKa3aHHOE B 3ar0JIOBKE COeIMHEHHUE MOy Yaiu 0
obmelt meronuke (cxema 1, craausi 3) C IPUMEHEHHUEM MPOMEKYTOYHOTO COeTUHEHUS 2
u okcanara stunruapasuna (1:1) CAS: 6629-60-3. (Y = 50%).

5 5-[(2-Xnop-6-proppennn)mernn]-4-[(4,4-anpTopuuKIOreKCHI)METHI|-2-
3TUI-2,4-aurnapo-3H-1,2,4-tpua3zon-3-on. VYka3aHHOE B 3arojOBKE€ COCOUHEHUE
nojgydand no oomed Mmeronuke (cxema 1, cragusa 4, crnocod A) ¢ npuUMEHEHHEM
NPOMeXXyTOUHOro coeqnHenust 27 u opomuna CAS: 858121-94-5. Ero ounmanu nyrem

BOXKX (Y = 31%).

10 F
I pumep 35
5-(2-Xnop-4-Ppropbensni)-2-meTun-4-(cnupo|2.5]oktan-6-uamerni)-2,4-

auruapo-3H-1,2,4-Tpua3on-3-ox

15 VYka3aHHOE B 3arojioBKe COENUHEHHUE MOJydaau mo odmei meronuke (cxema 1,
cragus 4, cnoco0 A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOr0 coeauHenns 6 u 6pomuna CAS:

1621225-50-0. Ero ounmanu nmytem BOXKX (Y =33%).

IIpumep 36
20 5-(2-Xnop-4-Ppropoen3ni)-4-(2-(4,4-AMPTOPUHKIOreKCHIT)ITHI)-2-MeTHJI-2,4-

auruapo-3H-1,2,4-tpua3on-3-on
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VYKa3aHHOE B 3arojlOBK€ COCIMHEHHE IMOoJydau Mo ol0meil meromuke (cxema 1,
cragus 4, cnoco0 A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOr0 coeauHenns 6 u 6pomuna CAS:

2092565-10-9. Ero ounmamu nytem BOXXX (Y =39%)).

Ipumep 37
4-(HuxaorentuameTnn)-S-(2-¢propoensun)-2-merui-2,4-quruapo-3H-1,2,4-

TPHA30J1-3-0H

VYka3aHHOE B 3arojioBKe COeIMHEHHE MOJydaad mo oluiei meromuke (cxema 1,
cragus 4, cnocod A) ¢ mpUMEHeHHEM MPOMEKYTOYHOr o coennnenus 15 u 6pomuna CAS:

3814-32-2. Ero ounmmanu myrem BOXX (Y = 17%).

IIpumep 38
4-(2-Xn0p-5-(5-¢propnupumMuIuH-2- 11 )0eH3 W )-S-( M KJIOreKCHIMEeTHI )-2-

meTua-2,4-quruapo-3H-1,2,4-tpua3o.-3-ox

/N\N”’
N

o

L
N/F

Vka3aHHOe B 3aroJIOBK€ COEAMHEHME Iojydanu no obmel meroamke (cxema 1,

Cl

cragusi 4, cnoco0 B) ¢ mpuMeHeHHEM NPOMEKYTOYHOro COeAMHeHHs 9 W XJopunaa
(mpome:xxyTouHoe coeauHenue 21). Ero oummanu mnyreM KOJOHOYHOH  (pidIm-
xpomarorpaduu Ha CHJIMKareje ¢ MPUMEHEHHEM JIMHEHHOTO IpajiieHTa STHlaleraTa B

rekcate (¢ 1% TDA) ot 0% no 100% (Y =48%).
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IIpumep 39
4-(2-(4,4-InpTOpUHKIOreKCHIT)ITHI )-2-MeTHJI-5-(2-

(Tpudropmernn)densui)-2,4-nuruapo-3H-1,2,4-rpua3on-3-ox

CFs
/N\
N«N—_
o)
F
F
5 VYKazaHHOE B 3arojioBKe COENMHEHHE MOJydaiu Mo obmei metomuke (cxema l,

cragus 4, cnocod A) ¢ npUMEHEeHHEM MPOMeXKYTOYHOTr o coeanHenust 12 u opomuna CAS:
2092565-10-9. Ero ouniianu nyreM KOJIOHOYHOH (IIdII-XpomMaTorpadgpuu Ha CUITHKarese ¢
NPUMEHEHUEM JIMHEHHOrO rpajueHTa sTuiateTara B rekcase (¢ 1% TOA) ot 0% no 100%
(Y =33%).
10

IIpumep 40

2-MeTtun-5-(2-(rpudropmerni)doensun)-4-((4-
(TpudTopmeTHI)HUKIOreKCHI)MeTHN)-2,4-nuruapo-3H-1,2,4-Tpua3on-3-on

CF;

15 CF4
Vka3aHHOe B 3aroJIOBK€ COEAMHEHME Iojydanu no obmel meroamke (cxema 1,
cragus 4, cnocod A) ¢ NpUMEHEHHEM NPOMEKYTOUHOTr 0 coennnenus 12 u 6pomuna CAS:

858121-96-7. Ero ounmaium myrem BOXX (Y = 10%).

20 IIpumep 41
5-(2-Xnop-4-Ppropoensni)-4-(2-(4,4-AMMe THIILHKJIOT €KCHJIT)ITHI)-2-MeTH.I-

2,4-puruapo-3H-1,2,4-Tpua3on-3-on
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VYKa3zaHHOE B 3arojiIOBK€ COCAMHEHHE IMOJydalu Mo o0mei meromuke (cxema 1,
cragus 4, cnoco0 A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOr0 coexrnHeHust 6 1 6pomuna CAS:

570398-26-4. Ero ounmam nyrem BOXKX (Y = 48%)).

5
IIpumep 42
5-(2-Xnop6en3nn)-4-((4,4-a1PTOPUHUKIOreKCHI)METH )-2-MeTHI-2,4-
auruapo-3H-1,2,4-Tpua3on-3-ox .
/N\N__
%
£ F
10 ITIa-2-(2-xaopgeHun)aneTHMUAATA THAPOXJIOPH] (mpomexyTouHOE

coennHeHue 22). YKa3aHHOE B 3arojiOBKE€ COEAMHEHHE TMOJydYaid MO O0Ieil MeToauke
(cxema 1, cragus 1) ¢ npuMeHeHHeM KoMMepUeckn 1ocTynHoro Hutpuia CAS: 2856-63-
5.
ITna-2-(2-xaopgennn)-N-(3TokcuKapOOHIIT)alleTUMUAAT  (IPOMEKYTOUYHOE
15  coeaunenme 23). YKa3aHHOE B 3aroJIOBKE COCIMHEHHUE MOJYYaH MO OOIIeHd METOauKe
(cxema 1, cragust 2) ¢ MPUMEHEHHEM MPOMEKYTOUYHOro coeaunenusi 22. Ero ouninanu
NyTeM KOJIOHOYHOH (pudiu-xpomarorpaduu Ha CHIIMKareje ¢ MPUMEHEHHEM JIMHEHHOTO
rpagueHTa auxjopMeraHa B rekcane ot 50% no 100% (Y = 34%).
5-(2-Xnopben3un)-2-metuna-2,4-quruapo-3H-1,2,4-rpuazon-3-on
20  (nmpomexyTo4yHOe coeAuHeHHe 24). YKa3aHHOE B 3aroJIOBKE COEJUHEHHE MOJy4ald I0
obmeli meroauke (cxema 1, ctanus 3) ¢ NpUMEHEHHEM MPOM €KYTOYHOI 0 COeqnHeHus 23
u wmermwirunpasuHa CAS: 60-34-4. Ero oudmanud myTeM KOJIOHOYHOW  (humim-

xpomarorpaduu Ha CHJIMKareje ¢ MPUMEHEHHEM JIMHEHHOTro IpaJreHTa 3THJIAaleTaTa B
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rekcade ot 50% m0 100% (Y = 5%).
5-(2-Xnopb6en3nn)-4-((4,4-AMPTOPLUUKIOreKCHI)METH T )-2-MeTHI-2,4-
auruapo-3H-1,2,4-Tpua3o-3-0H. YKa3aHHOE B 3arOJIOBKE COEAUHEHUE IMOJy4alu IO

obmeit meroguke (cxema 1, cramus 4, cnocod A) ¢ MPUMEHEHHEM MPOMEKYTOYHOI0

coennHenust 24 u 6pomuna CAS: 858121-94-5. Ero ounmramu nyrem BOXX (Y = 43%).

IIpumep 43
5-(2-Xn10p-6-¢propOensni)-2-(uukaonponuameru)-4-((4,4-

ARG TOPUHKIOreKCHI)MeTH)-2,4-quruapo-3H-1,2,4-tpuaso.i-3-on
cl

S8,
(D>
e F
5-(2-Xn0p-6-PpropbeH3ni)-2-(qukaonponuamerni)-2,4-quruapo-3H-1,2,4-
TPHA30.J1-3-0H (IPOMEKYTOUHOE coeAuHeHue 25). YKa3aHHOE B 3arOJIOBKE COEIMHEHNE
nojydanu no odmelt metoauke (cxema 1, cramusi 3) ¢ MPUMEHEHUEM NMPOMEKYTOYHOIO
coennHenus 2 u (uukaonpomwMetwn)ruapasuHa CAS: 809282-61-9. (Y = 62%).
5-(2-Xn0p-6-Ppropoen3ni)-2-(uukaonponuamerui)-4-((4,4-
audropuukiorekcuy)meTu)-2,4-quruapo-3H-1,2,4-rpuazon-3-on.  YkazaHHoe B
3arojioBKe COeIMHEHHE Moyqaiu 1o odmeit Mmeroauke (cxema 1, cragus 4, criocod A) ¢
NPUMEHEHHUEM NMPOMEKYTOYHOro coenuHeHusi 25 u 6pomuna CAS: 858121-94-5. Ero

ountany myreM BOXX (Y = 75%).
IIpumep 44

5-(2-Xnop-6-Ppropoensni)-4-((4,4-1uPpTopuuKIOreKCHI)MeTH)-2-(2,2,2-

TpudTopITHN)-2,4-qUrnapo-3H-1,2,4-tpua3oi-3-oxn
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/N‘N c
(X
e F
5-(2-Xnop-6-propdensmi)-2-(2,2,2-tpudpropatui)-2,4-nuruapo-3H-1,2,4-
TPHAa30./1-3-0H (IPOMEKYTOUYHOE coeAnHeHue 26). YKa3aHHOE B 3arOJIOBKE COEMHEHNE
nojydanu no odmelt meroauke (cxema 1, cragust 3) ¢ IpUMEHEHUEM NMPOMEKYTOYHOI0
5  coegunenus 2 u (2,2,2-tpudroparmm)ruapasusa CAS: 5042-30-8. (Y = 64%),).
5-(2-Xn0p-6-propoensnn)-4-((4,4-1uPTOPUUKIOreKCHI)MeTH I )-2-(2,2,2-
TpudTopITHN)-2,4-qUrnapo-3H-1,2,4-tpua3zon-3-on.  Yka3aHHoe B 3aroJIOBKe
COoeMHEHUe Tmojydanu no obmel Metonuke (cxema 1, craaus 4, cmocod A) ¢
NPUMEHEHHEM MPOMEKYTOYHOro coegunenusi 26 u o6pomuna CAS: 858121-94-5. Ero

10 oummanu nyrem BOXX (Y = 48%).

IIpumep 45
4-(2-(4,4-IuMe THIHHKJIOT € KCHJ )3T )-S-(2-pTopOe 3 )-2-MeTHI-2,4-

auruapo-3H-1,2,4-tpua3on-3-ox

15
Vka3aHHOe B 3aroJIOBK€ COEAMHEHME IOojydanu no obmeil meroamke (cxema 1,
cragus 4, cnocod A) ¢ mpUMEHEHHEM NPOMEXKYTOUHOTr 0 coennHeHust 15 u 6pomuna CAS:
570398-26-4. Ero ounmmamu myrem BOXKX (Y = 19%)).
20 IIpumep 46

4-(2-(4,4-IndTopunKI0OreKcUI)ITHI)-5-(2-PpTopoeH3ni)-2-meTu1-2,4-

auruapo-3H-1,2,4-tpua3on-3-ox
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VYKa3zaHHOE B 3arojlIOBKE€ COCAMHEHHE IMOJydau Mo o0meil meromuke (cxema 1,
cranus 4, cnocod A) ¢ npuMeHEeHHEM NPOMe:KYTOYHOro coenunenust 15 u 6pomuna CAS:

2092565-10-9. Ero ounmamu nyrem BOXX (Y = 8%).

Ipumep 47
S-(2-®1opo6ens3ni)-2-meTua-4-(cnupo|2.5]okran-6-uamerna)-2,4-Aurugpo-

3H-1,2,4-Tpua3oj-3-oH

10 VYka3aHHOE B 3arojioBKe COEIUMHEHHE MOJydaad mo oduiei meromuke (cxema 1,
cragus 4, cnocod A) ¢ MpUMEHEeHHEM NPOMEKYTOYHOr o coennnenus 15 u 6pomuna CAS:

1621225-50-0. Ero ounmanu nyrem BOXX (Y = 9%).

IIpumep 48
15 2-MeTun-4-(cnupo[2.5]oxktaH-6-uamerni)-S-(2-(rpudpropmernit)doensni)-2,4-

auruapo-3H-1,2,4-tpua3on-3-ox

Vka3aHHOe B 3aroJIOBK€ COEAMHEHME Iojydanu no obmel meroamke (cxema 1,
cragus 4, ciocod A) ¢ mpuMeHEeHHEM NPOMEeKYTOUHOTr o coennnenus 12 u 6pomuna CAS:

20 1621225-50-0. Ero ounmanu nmyrem BOXX (Y = 43%)).
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IIpumep 49
4-(2-(4,4-IuM e THTHKJIOT € KCHJT)ITHIT )-2-M e THJI-5-(2-

(tpudTopmerna)densui)-2,4-nuruapo-3H-1,2,4-rpua3on-3-ox
CF3

O

o}

VYKa3zaHHOE B 3arojlOBKE€ COEIMHEHHE IMOoJydalu Mo olOmeil meromuke (cxema 1,
cragus 4, cnocod A) ¢ mpuMeHeHHEM NPOMeXKYTOYHOTr o coeanHenust 12 u opomuna CAS:

570398-26-4. Ero ounmmanu nyrem BOXX (Y =31%).

IIpumep SO
2-ben3unn-5-(2-xy0p-6-Ppropodensni)-4-((4,4-11PpTopUHKIOreKCHT)METHII )-

2,4-nuruapo-3H-1,2,4-Tpna3oi-3-o1
cl F
=N,
N
O
FF
2-ben3un-5-(2-xj0p-6-Ppropdensmi)-2,4-guruapo-3H-1,2,4-rpuazon-3-on
(mpomexyTouHoe coeauHeHHe 28). YKazaHHOE B 3aroJIOBKE COEJUHEHHE MOJy4ald IO
obmiert meronuke (cxema 1, craausi 3) ¢ IPUMEHEHHUEM MPOMEKYTOYHOTO COETUHEHUS 2
u puruapoxiopuna OenmsmwiruapasuHa CAS: 20570-96-1. Ero ouunmanu mnytem
KOJIOHOYHOH (umuI-xpoMatorpadguu Ha CHJIMKaresie ¢ MPUMEHEHHUEM JIMHEHHOTO
rpajnieHTa TInamneTata B qukiorekcane ot 0% mo 50% (Y = 9%),).
2-ben3unn-5-(2-xjop-6-Ppropdensni)-4-((4,4-1uPpropuuKioreKcua)MeTHI)-
2,4-puruapo-3H-1,2,4-Tpua3oia-3-oH. YKa3aHHOE B 3ar0JIOBKE COEAMHEHUE MOyYaly MO

obmeit meronuke (cxema 1, cramus 4, cnocod B) ¢ mpuMeHeHHEM NPOMEKYTOUHOIO

coennHenusi 28 u 6pomuna CAS: 858121-94-5. Ero ounmamu nmyrem BOXKX (Y = 5%).
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IIpumep S1
5-(2-®r1opoen3ni)-2-meTna-4-((4-(TpudTOPMETHI )IIUKIOT €eKCHI)MeTHT)-2,4-

auruapo-3H-1,2,4-tpua3on-3-on

F
N-——
"
o
CF3

VKazaHHOE B 3aroJIOBKE COEAMHEHHE IOJIydasid 1o obmel meroguke (cxema 1,
craaus 4, cnocod A) ¢ npuMEeHEeHHEM MPOMEeKYTOUHOro coenunenust 15 u 6pomuna CAS:

858121-96-7. Ero ounmam nmyrem BOXXX (Y = 24%).

Ipumep S2
5-(2-Xnop-4-¢ropoensui)-2-meTni-4-((4-

(TpudTopmMeTHI)HUKIOreKCHI)MeTHI)-2,4-nuruapo-3H-1,2,4-Ttpua3on-3-on

/
N

o

-n
E\Z

N

4%25
m all

VYKa3aHHOE B 3arojiOBKe COCAMHEHHE IMOJydalid Mo olmeil meromuke (cxema |,
cranus 4, cnocod A) ¢ mprUMeHEHHEM MPOMEKYTOYHOro coeauneHust 6 u opomuna CAS:

858121-96-7. Ero ounmmamm mytem BOXX (Y = 13%).

IIpumep S3

5-(2-Xn0p-6-PpropOen3ni)-4-(2-ruagpoKcudITHI)-2-MeTHI-2,4-1uruapo-3H-

F /
N-N
/
N O

cl Ho )

60
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Vka3aHHOe B 3aroJIOBK€ COEAMHEHME Iojydanu no obmel meroauke (cxema 1,
cragus 4, cnoco0 A) ¢ MpUMEHEHHEM MPOMEXKYTOUHOro coenunenns 3 u 6pomuna CAS:

540-51-2. Ero ounmianu nytem BOXX (Y = 35%).

IIpumep 54
5-[(2-Xnopdennn)meTnil-4-(uuxaorentuamMmerui)-2-(2,2,2-rpugropaTui)-
2,4-puruapo-3H-1,2,4-Tpua3on-3-on

Cl
N

OX
O
5-[(2-Xnopdenuna)mernal-2-(2,2,2-rpudproparun)-2,4-guruapo-3H-1,2,4-
TPHA30J1-3-0H (MPOMEKYTOUHOE coequHeHHe 29). YKa3aHHOE B 3aroJIOBKE COeIMHEHNE
nojydanu no odmelt metoauke (cxema 1, cramusi 3) ¢ MPUMEHEHUEM NMPOMEKYTOYHOTO
coenuHenusi 23 u (2,2, 2-rpudropstunm)runpasuna CAS: 540-51-2. IIponykT nmpuMeHsIH
Ha crenyrotei cranuu 6e3 ounctku (Y = 41%).
5-[(2-Xnopdennn)merni]-4-(uukaorentTuamerui)-2-(2,2,2-rpudropaTui)-
2,4-quruapo-3H-1,2,4-Tpua3oa-3-oH. YKa3aHHOE B 3aroJIOBKE COEAMHEHUE MOyYaly 10
obmeit meroguke (cxema 1, cramust 4, cnocod A) ¢ MPUMEHEHHEM NPOMEKYTOYHOI0

coennHenusi 29 u 6pomuna CAS: 3814-32-2. Ero ounmanu mytem BOXX (Y = 16%).

IIpumep S5
5-[(2-Xnopdennn)meTni|-4-(HuKaorenTuIMeTHI)-2-MeTHJI-2,4-Auruapo-3H-

1,2,4-Tpua3oi-3-o1

Vka3aHHOe B 3aroJIOBK€ COEAMHEHME Iojydanu no obmel meroamke (cxema 1,
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cranus 4, cnocob A) ¢ npUMEHEeHHEM MPOMEKYTOYHOT0 coeauneHust 24 u opomuna CAS:

3814-32-2. Ero ounmmamu myrem BOXX (Y =20%).

IIpumep S6
5 5-[(2-Xnop-6-proppenna)merna]-2-merTn-4-[(1-

MeTHJINUKJIorenTuJ)MeTu|-2,4-quruapo-3H-1,2,4-Trpua3o.i-3-oxn

Yka3zaHHOE B 3arojiOBKe COEIMHEHHE MOoJydalu Mo olmeil meromuke (cxema 1,
craaus 4, cnocod A) ¢ MpUMeHEeHHEM MPOMEeKYTOYHOro coequHenust 3 u opomuna CAS:

10 1936250-61-1. Ero ounmanmu nyrem BOXX (Y = 15%)).

Ipumep 57
5-[(2-Xnop-6-proppennn)mernn]-4-[(4,4-1uPpTopuHKIOreKCHIT)METHI|-2-

(3,3,3-tpudropnponui)-2,4-nuruapo-3H-1,2,4-Trpuazon-3-on

Cl F

F N.
N
SO
o

5-[(2-Xnop-6-proppenunn)merna]-2-(3,3,3-Tpudpropnponun)-2,4-guruapo-

15

3H-1,2,4-Tpua3on-3-on (npomexyrouHoe coeguHeHue 30). VkazaHHOe B 3arojioBKe
COeANHEHHe Toiydaiun mno obmeill Mmeronmke (cxema 1, cramust 3) ¢ NpPUMEHEHHUEM
NPOMEXKYTOUHOro coeauHenus 2 u (3,3,3-tpudropnporun)ruapasuHa CAS: 1446322-
20 01-5. IIpomyKT MpUMEHSUIH Ha clenyrouien craguu 6e3 ounctku (Y = 67%).
5-[(2-Xnop-6-proppernnn)merni|-4-[(4,4-nudTopuuriorekcua)meru]-2-
(3,3,3-tpudropnponui)-2,4-nuruapo-3H-1,2,4-Ttpua3zon-3-oH. Yka3aHHOE B 3aroJIOBKe

coequHeHWe Tmonydanu mo obmel meromuke (cxema 1, cramust 4, cmocod A) ¢
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NpUMEHEHHEM NpoMexyTouHoro coequmHeHusi 30 u 6pomuna CAS: 858121-94-5. Ero

ounmany myreM BOXX (Y = 56%).

IIpumep S8
5-[(2-Xnop-6-proppennn)mernn]-4-[(4,4-anpTopuuKIOreKCHI)METHI|-2-

(2,2-nu¢propatua)-2,4-gpuruapo-3H-1,2,4-tpuazon-3-on

cl F
F)O_\/N TN-F
‘-«O -

5-[(2-Xnop-6-proppenna)merna]-2-(2,2-gudgropaTua)-2,4-quruapo-3H-1,2,4-
TPHa30J1-3-0H (MpoMeKyTo4YHOe coeAnHeHHe 31). Yka3aHHOe B 3arojlOBKE COEAUHEHUE
nosy4aiau no odbuiel Meroauke (cxema 1, craaus 3) ¢ NpUMEHEHHEM MPOMEKYTOYHOI0
coenuHenus 2 u (2,2-nudptopstun)ruapasuHa CAS: 1504582-53-9. [Ipoaykr npuMeHsun
Ha crenyrotei cranuu 6e3 ounctku (Y = 78%).

5-[(2-Xnop-6-proppennn)mernn|-4-[(4,4-1udpropuukiorekcua)merun|-2-
(3,3,3-tpudropnponui)-2,4-nuruapo-3H-1,2,4-rpuazon-3-oH. Yka3aHHOE B 3ar0JIOBKE
coequHeHWe Tmony4danu mo obmel wmeromuke (cxema 1, cramusi 4, crocod A) ¢
NPUMEHEHHUEM NMPOMexRyTo4HOro coenuHeHusi 31 u 6pomuna CAS: 858121-94-5. Ero

ountany myrem BOXX (Y = 9%).

IIpumep 59
4-[(2-Xnop-6-proppenni)MeTnn|-S-(LHMKJIOreNTHIMETHI)-2-MeTHI-2,4-

auruapo-3H-1,2,4-tpua3on-3-ox

FN=N
NN
;‘“’\x(

cl o

ITUA-2-UUKJIOTeN T TAHUMHAATA THAPOXJIOPHU (mpomeskyTOUHOE
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25

coennHeHue 32). YKa3aHHOE B 3arojIOBKE€ COEAMHEHHE IOJydYald MO O0Imell MeTomuke
(cxema 1, cragus 1) ¢ npuMeHeHnEM KoMMepUeckn noctynHoro Hutpuia CAS: 5452-65-
3.

ITHa-2-uuKaA0renTuI-N-(3TOKCUKAPOOHHJI)ITAHUMHUAAT  (IPOMEXKYTOYHOE
coennHeHue 33). YkazaHHOE B 3arojIOBKE€ COEAMHEHHE IOJydYald MO O0Imell MeTomuke
(cxema 1, cragust 2) ¢ IpUMEHEHHEM MPOMEKYTOUYHOro coeaunenusi 32. Ero ounimanu
IyTeM KOJIOHOYHOHM (umiu-xpomarorpapuu Ha cuiMKareire ¢ NPUMEHEHHEM CMeCU
rekcad/EtOAc 4:1 06./00. B xauectBe 3moeHTa (Y = 71%).

S-(IlmkyorenTHJAMeTHI)-2-MeTHI-2,4-quruapo-3H-1,2,4-Tpuason-3-on
(nmpomeixkyTouHoOe coeauHeHue 34). YKa3aHHOE B 3aroJIOBKE COCIUHEHHE TMOJy4ald IO
obeli meronuke (cxema 1, cranus 3) ¢ MpUMEHEHHEM MPOMEKYTOYHOr 0 coeAnHeHust 33
u metmruapasuHa CAS: 302-15-8. Ero npumeHsu Ha cieayromeil cranun 0e3 O4iCTKH
(Y =90%).

4-[(2-Xnop-6-Ppropphernnn)mern|-S-(HUKIOrenTHIMETHI)-2-MeTHI-2,4 -
auruapo-3H-1,2,4-Tpua3on-3-oH. YKa3aHHOE B 3arojIOBKE COEAUHEHHUE MOIy4alau IO
obmeit meronuke (cxema 1, cramust 4, cnocod B) ¢ mpuMeHEHHEM NPOMEKYTOYHOIO

coenuHenusi 34 u xnopuna CAS: 55117-15-2. Ero ounmranu nytem BOXKX (Y = 60%).

IIpumep 60
4-[(2-Xnop-6-proppenun)mern]-S-(LHMKJIOreNTUIMETHI)-2-3THI-2,4-

auruapo-3H-1,2,4-tpua3on-3-ox

F
S ey
X

Cl o
S-(IukaorenTuaMerun)-2-3Tua-2,4-auruapo-3H-1,2,4-rpua3o.-3-oxn
(npomesxyTouHOe coeauHeHHe 35). YKazaHHOE B 3aroJIOBKE COEJUHEHHE MOJy4aiu IO

obmeli meroauke (cxema 1, cragusi 3) C MPUMEHEHHUEM MPOM €XKYTOYHOr 0 coeqnHenns 33
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u stiuruapasuHa CAS: 6629-60-3. Ero npuMeHsTn Ha Clieyromen craani 6e3 OYuCTKU
(Y =90%).

4-[(2-Xnop-6-proppennn)meTna]-S-(HHKIOreNTUIMETHI)-2-MeTHI-2,4-
auruapo-3H-1,2,4-Tpua3o-3-0H. Yka3aHHOE B 3arojOBKE COEAUHEHHE MOJIy4aau IO
obmeit meroquke (cxema 1, cramus 4, cnoco® A) ¢ MPUMEHEHHEM HMPOMEKYTOYHOI0

coennHenust 35 u xnopunga CAS: 55117-15-2. Ero ounmranu nyrem BOXKX (Y =73%).

IIpumep 61
4-[(2-Xnop-6-proppenni)Mmerna]-S-(uuKIOrenTUIMETHI)-2-(2,2,2-

TpudTop3THI)-2,4-7UrNApo-3H-1,2,4-TpHA30/1-3-0H

S-(Hukaorentuiamerun)-2-(2,2,2-rpudropatui)-2,4-nuruapo-3H-1,2,4-
TPHUAa30.J1-3-0H (MIPOMeXKYTOUHOE coeAnHeHue 36). YKa3aHHOE B 3arOJIOBKE COEIMHEHNE
nojydanu no odmelt metoauke (cxema 1, cramusi 3) ¢ MPUMEHEHUEM NMPOMEKYTOYHOTO
coenuHenust 33 u (2,2, 2-rpudropstin)ruapasuna CAS: 5042-30-8. Ero npumeHsui Ha
cnenyromedi craguu 6e3 ounctku (Y = 80%).

4-[(2-Xnop-6-proppenunn)meTnn]-S-(uuKkaorenTUuIMeTHa)-2-(2,2,2-
TpudTopaTHN)-2,4-TUurnapo-3H-1,2,4-tpua3zon-3-on.  VkazaHHOe B 3arojioBKe
coequHeHWe Tmonydanu mo obmel wmeromuke (cxema 1, cramust 4, crocod A) ¢
NPUMEHEHHEM MPOMeXKYTO4YHOro coeguHenusi 36 u xuopuna CAS: 55117-15-2. Ero

ountany myrem BOXX (Y =88%)).

IIpumep 62
5-[(2-Xnopdennn)mern]-4-[(4,4-nudTopunkiorekcun)meru|-2-(2,2,2-
TpudTopITHN)-2,4-qUrnapo-3H-1,2,4-tpua3oi-3-oxn
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5-[(2-Xnopdennn)mernal-4-[(4,4-qudropunkaorekcua)merua|-2-(2,2,2-
TpudTop3ITHI)-2,4-Auruapo-3H-1,2,4-Ttpuazon-3-on.  YkazaHHOe B 3arojOBKe
coequHeHWe monydanu mo obmel metomuke (cxema 1, cramust 4, cmocod A) ¢
NPUMEHEHUEM NMPOMexKYTOUHOro coequnenusi 29 u 6pomuna CAS: 858121-94-5. Ero

ountany nyreM BOXX (Y =12%)).

IIpumep 63
5-[(2-Xnopdennn)mern]-4-[(4,4-q1u¢TOopUHKIOreKCHIT)MeTHI |-2-3THII-2,4-

aurnapo-3H-1,2,4-tpua3on-3-on

cl

L
!
5-[(2-Xnopdennn)mernil-2-3tun-2,4-quruapo-3H-1,2,4-rpuazon-3-on
(mpomexyTouHoOe coennHeHHe 37). YKka3zaHHOE B 3arOJIOBKE COEIMHEHHE IMONyYau 10
obmeli Mmeronuke (cxema 1, ctanus 3) ¢ NpUMEHEHHEM MPOM €KY TOYHOI 0 CoeqnHeHus 23
u stiruapasuHa CAS: 6629-60-3. Ero npuMeHsid Ha Clienyromen craauu 6e3 OUuCTKU
(Y =38%).
5-[(2-Xnopdennn)vmernil-4-[(4,4-1udropunkaorekcua)mernial-2-3Tuun-2,4-
auruapo-3H-1,2,4-Tpua3o-3-0H. YKa3aHHOE B 3arojIOBKE COEAUHEHHE MOIy4alau IO
obmeit meroguke (cxema 1, cramus 4, cnocod A) ¢ MPUMEHEHHEM NPOMEKYTOYHOI0

coennHenust 37 u 6pomuna CAS: 858121-94-5. Ero ounmramu myrem BOXX (Y =6%).

IIpumep 64
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5-[(2-Xnopdennn)meTna]-4-(HuKaorenTHIMeTHI)-2-3TUI-2,4-quruapo-3H-

1,2,4-Tpua3oi-3-on

VYKa3zaHHOE B 3arojIOBK€ COEIMHEHHE IOJydalu Mo olOmeil meromuke (cxema 1,
5  craaus 4, cnoco0 A) ¢ nprMeHEeHHEM NPOMeKyTOYHOr o coennHeHust 37 u Opomuna CAS:

3814-32-2. Ero ounuramu nyrem BOXX (Y = 7%).

IIpumep 65
5-[(2-Xnop-6-propdennna)merni]-4-[(3,3-audropuukioneHTHI)MeTHI |- 2-

10 3tua-2,4-puruapo-3H-1,2,4-Tpua3oi-3-oxn
Cl

N
“N
@ﬁ{\
(o]

FF
VYKa3aHHOE B 3arojiOBKe COCAMHEHHE MOJydasid Mo olmeil meromuke (cxema |,
cragus 4, cocod A) ¢ mMpUMEHeHHEM NPOMEXKYTOUHOr o coennnenus 27 u Opomuna CAS:
1695914-13-6. Ero ounmanu nytem BOXX (Y = 75%).
15
IIpumep 66
5-[(2-Xnop-6-proppennn)mern]-2-(uukaonponmwimerna)-4-[(3,3-

audTopuukaoneHTu)MmeTnn|-2,4-nuruapo-3H-1,2,4-rpua3on-3-on
Cl

CEy
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VYKa3aHHOE B 3arojiOBK€ COCAMHEHHE IMOJydau Mo ol0meil meromuke (cxema 1,
cranus 4, crnocod A) ¢ mpuMEHEeHHEM MPOME:KYTOYHOro coennnenus 25 u Opomuna CAS:

1695914-13-6. Ero ounmarnu myrem BOXKX (Y = 80%).

5 IIpumep 67
5-[(2-Xnop-6-proppenni)merna]-4-(uuKJIOrenTUIMETHI)-2-(2,2,2-

TpudTopITHA)-2,4-7UrNApo-3H-1,2,4-TpHa30/1-3-0H
Cl

N
P X,

Yka3zaHHOE B 3arojiOBKe COEIMHEHHE MOJydalid Mo olmeil meromuke (cxema 1,
10 cramus 4, cnocod A) ¢ mpUMEHEHHEM MPOMEKYTOYHOr 0 coexnnenus 26 v opomuga CAS:

3814-32-2. Ero ounmanu mytem BOXX (Y = 99%).

IIpumep 68
5-[(2-Xnop-6-proppenna)mern]-4-[(1-meTuanunepuanH-2-ua)MeTnia|-2-

15 (2,2,2-Tpudproparun)-2,4-guruapo-3H-1,2,4-rpuazon-3-on
o]]

N
- ‘N F
(j:ﬁ\g:x
N

VYKa3aHHOE B 3arojiOBKE€ COCAMHEHHE IMOJydasid Mo ol0meil meromuke (cxema |,
cragus 4, cnocod A) ¢ TpUMEHEHHEM MPOMEKYTOUHOT 0 coexnnHenust 26 n opomuna CAS:
1390654-84-8. Ero ounmanu myrem BOXX (Y = 71%).

20

IIpumep 69

5-(2-Xnop-6-gpropbensun)-2-(uuxkaonponuiamern)-4-((4-

(TpudTopmMeTHI)UKIOreKcUI)MeTHN)-2,4-quruapo-3H-1,2,4-Tpua3on-3-on
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VYKa3zaHHOE B 3arojIOBK€ COCAMHEHHUE IMOJydalu Mo olOmeil meromuke (cxema 1,
cragus 4, ciocod A) ¢ pUMEHEeHHEM MPOMEeXKYTOUHOT 0 coennHenust 25 u Opomuna CAS:

858121-96-7. Ero ounmam nyrem BOXKX (Y = 78%).

5
IIpumep 70
4-[(2-Xnop-6-proppenna)merna]-S-[(4,4-1uPpTOPLUUKIOreKCHI)METHI]-2-
(2,2,2-Tpudroparui)-2,4-guruapo-3H-1,2,4-Tpua3on-3-on
FF
No N
cl o
10 ITra-2-(4,4-1uPTOPUHKIIOTeKCHUII)ITAHUMHAATA THAPOXJIOPHA

(mpomexyTouHoe coennHeHne 38). Yka3zaHHOE B 3arOJIOBKE COEIMHEHHE IMONyYau 10
ob1eit meronuke (cxema 1, ctanus 1) ¢ npuMeHeHHEM KOMMEPUYECKH TOCTYITHOIO HUTPHJIA
CAS: 959600-88-5.
ITna-2-(4,4-gudropunkiorekcui)-N-(3TokcukapoOHHI)ITAHUMHUAAT
15  (mpomexyTouHoe coequHeHHe 39). Yka3aHHOE B 3arojiOBK€ COEIMHEHHE MOJydald I0
obmieli merTonuke (cxema 1, ctamus 2) ¢ IpUMEHEHHEM NPOMEKYTOYHOI0 coexnHeHus 38.
Ero ounmanu myteM KOJOHOUHON (miu-xpoMarorpaduy Ha CHIIMKarese ¢ IpUMEHEHUEM
cmecu rekcan/EtOAc 4:1 06./06. B kauectBe amroeHTa (Y = 45%).
5-[(4,4-An propuukorekcua)mern|-2-(2,2,2-rpudrop3aTui)-2,4-1Mruapo-
20  3H-1,2,4-Tpua3oji-3-oH (nMpomMe:kyTouHoe coeanHeHHe 40). YkaszaHHOe B 3arojoBke

COeAMHEHNe Toiydaaun mno obmeill metonmke (cxema 1, cramust 3) ¢ NpUMEHEHHEM
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NPOMEeXKYTOUHOro coeaxuHenusi 39 u (2,2,2-tpudprtopstunm)rugpazusa CAS: 5042-30-8.
Ero npumensmm Ha cnenyromeit cramuu 6e3 ounctku (Y = 81%).
4-[(2-Xnop-6-proppennn)merun]-5-[(4,4-aupTopuuKIOreKCHI)METHI|-2-
(2,2,2-tpudropatua)-2,4-quruapo-3H-1,2,4-tpua3zon-3-on. YkasaHHOe B 3arojioBKe
COeMHEHUe Tmojy4yasu mo obmel wmeronuke (cxema 1, cragusi 4, cmocod A) ¢
NpUMEHEHHEM NpoMexKyTouHoro coeguHenusi 40 u xmopuna CAS: 55117-15-2. Ero

ountany nmyreM BOXX (Y = 11%).

Ipumep 71
4-[(2-Xnop-6-proppenna)merna]-S-[(4,4-1uPpTOPLUUKIOreKCHI)METHI]-2-

MeTuaI-2,4-guruapo-3H-1,2,4-tpuazos-3-on
FF

NN
Cl \\53

5-[(4,4-An propunkaorekcua)mermi|-2-meTun-2,4-guruapo-3H-1,2,4-
TPHUAa30./1-3-0H (MpOMexyTOUHOe coeanHeHue 41). YKazaHHOE B 3arOJIOBKE COEAUHEHNE
nojydanu no odmeit meroauke (cxema 1, cragusi 3) ¢ MPUMEHEHUEM NMPOMEKYTOYHOTO
coequnenusi 39 u merwnrunpasnaa CAS: 302-15-8. Ero mpumeHsuii Ha ClIEyrOIIeH
cranuu 6e3 ounctku (Y = 79%).

4-[(2-Xnop-6-proppennn)mernn]-5-[(4,4-audpTopuukiiorekcuI)MeTHN|-2-
MeTua-2,4-quruapo-3H-1,2,4-tpua3oi-3-oH. YKa3aHHOE B 3arojiOBKE€ COEIUHEHHE
nojgydanu no obmei meronmke (cxema 1, cragust 4, cmocod A) ¢ NpUMEHEHHEM

npome:kyrouHoro coeguHenusi 41 u xjopuna CAS: 55117-15-2. Ero ounianu mnytem

BOXX (Y = 8%).

B Taﬁ.nnue 1 NEPEUIUCIICHbl KOHEYHBIC COCAWHCHUSA, KOTOPBLIC IOJyYasii B
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COOTBETCTBHU C SKCIIEPUMEHTAJILHON NPOLEAYPON, OMMCAHHON 1J11 mpuMepa 1.

Ta6auua 1

IIpumep

Crpykrypa

Hazsanue no Homenkjarype IUPAC

5-(2-xn0p-6-pTopbenzmn)-4-(4-

F
1 l ¢ropOensmun)-2-metun-2,4-nuruapo-3H-
1,2,4-tpuazon-3-oH
N_Q /D D
5-(2-xnop-6-propbensmn)-4-
2 | (IMKJIOTeKCHUIIMETIIT )-2-MEeTHII-2,4- TUT U PO-

N “ N 3H-1,2,4-Tpua3on-3-oH
N
R
F
QS\ 5-(2-xnop-6-propbenszun)-4-((4,4-
3 o] NN I TOPLUKIIOTEKCHIT)METHI) -2 -MeTHII-2,4-
’ /\Q nurunpo-3H-1,2,4-rpuazon-3-ox
/7 Yo F
F
F
; 5-(2-xnop-6-propdensmn)-4-((3,3-
4 Cl NZON U TOPIIUKIIOTIEH THIT)METHI)-2-MeTHIT-2,4 -
N nuruapo-3H-1,2,4-rpuason-3-ox
/7 Y -

5-(2-xnop-6-propodenrszmn)-4-((6,6-
mudTopounmkio[3.1.0]rekcan-3-mi)MeTH)-
2-metun-2,4-purunpo-3H-1,2,4-tpuazon-3-
OH

5-(2-xnop-6-propodenzmn)-4-((4-
(TOPLUUKIIOreKCHIT)METHIT)-2-MeTHI-2,4 -
nuruapo-3H-1,2,4-tpuason-3-ox
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IIpumep Crpykrypa Hazsanue no Homenkjarype IUPAC
F
5-(2-xnop-6-propbensmn)-2-merun-4-((4-
Cl
7 N”"N (TpUTOPMETHIT) IUKIIOTEKCHUIT)METHI )-2,4 -
N &o/\o\/i muruapo-3H-1,2 4-tpuason-3-on
F
F
F
\Qj\ 5-(2-xnop-4-propbenzmn)-4-(4-
8 cl ¢ropOensmun)-2-metun-2,4-nuruapo-3H-
NZN
N &/\@ 1,2,4-tpuaszon-3-oxn
/o
F
F
5-(2-xnop-4-propbensmn)-4-
9 Cl (IMKJIOTeKCHUIIMETIIT )-2-MEeTHJI-2,4- TUT U PO-
N7 "N 3H-1,2,4-Tpra3os-3-oH
—
/_©
F
5-(2-xnop-4-propdenzun)-4-((3,3-
10 . UG TOPLUKIIOTIEHTHIT)METII )-2-METHII-2,4-
NN N/\OZ nuruapo-3H-1,2 4-rpuason-3-on
/" Yo F
F
5-(2-xnop-4-propdensn)-4-
11 cr ) (UMKJIOTeNTUIIMETI)-2-MeTHII-2,4-TUT UAPO-
NN _@' 3H-1,2,4-Tpuazon-3-on
/0
F
5-(2-xnop-6-propbensmn)-4-
12 Cl (LMK JIOT €N TUIMETHIT )-2-MEeTHIT-2, 4- TUT I PO-
NN 3H-1,2,4-TpHaso-3-0H
N
/0
/N\
(T
N\ﬁ S-(uuKJorekcuMeT )-2-metun-4-((2-
13 O (TpudTOpMEeTHLIT) MTUPUANH-4- 1T )METHT)-2,4-
7 \ nuruapo-3H-1,2,4-tpuason-3-ox
=N

o
Tl
w
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IIpumep Crpykrypa Hazsanue no Homenkjarype IUPAC
Cl
/N\
N-——-
N \< 5-(2-xnop-6-pTopOeH3un)-2-meTun-4-
14 F o) (ctmpo[2.5 ok TaH-6-unmeTI) -2, 4- TUruapo-
3H-1,2,4-tpua3on-3-oH
Cl
/N\
N—-—
N \< 5-(2-xnop-6-propOenszun)-4-(2-(4,4-
15 F 0 T TOPIIUKIIOTEKCUIT)3TIIT)-2-MeTUI-2,4 -
aurunpo-3H-1,2,4-tpuason-3-ox
F
F
Cl
/N\
N%N 5-(2-xnop-6-pTopOenzun)-4-(2-(4,4-
16 F O JTAMETUIIUKIIOTEKCHIT)3THIT) -2 -MeTHI-2,4-
auruapo-3H-1,2,4-rpuason-3-on
CF3
/N\
N N— 4-(LIUKJIOT €KCUIIMETHI )-2-MeTHII-5-(2 -
17 \\< (Tpudropmermn)oensmn)-2,4-nurunpo-3H-
O 1,2,4-tpuazon-3-oH
CF3
/N\
N——
N \< 4-((4,4-mu TOPLIMKIIOT €K CHIT)METHIT )-2-
18 o} MeTHI-5-(2-(TpudropmeTii)oeH3mn)-2,4-
nuruapo-3H-1,2,4-tpuason-3-ox
F F
CF3
N 4-((3,3 -mu TOPLIUKJIOTIEHTUIT) METHIT ) -2~
19 MeTHI-5-(2-(TpudropmeTni)oeH3mn)-2,4-

pd
'"/p/\ \z
M o ‘

nuruapo-3H-1,2,4-tpuason-3-ox
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IIpumep Crpykrypa Hazsanue no Homenkjarype IUPAC
Cl
N
@f\\// N— 5-(2-x10p-6-pTopOeH3 MT)-2-MeTHII-4-
20 F N\ﬁ ((rerparungpodypan-2-um)meTin)-2,4-
é 0] nurunpo-3H-1,2,4-rpuazon-3-ox
o
Cl
/N\
\ N— 5-(2-xnop-6-propdenzmn)-2-merui-4-((1-
21 F \< METHUJITHITEPUANH-2- 1) MeTHI)-2,4-
O aurunpo-3H-1,2,4-tpuason-3-ox
N
Cl
/N\
N N— 5-(2-x110p-6-pTOpOEH3 UN)-2-MeTUN-4-(2-
22 F. \ﬁo MopdonunosThn)-2,4-nuruapo-3H-1,2,4-
(\ TpHUazon-3-0H
N
o/
CF3
/N\
\ N— 4-((2,2-nMMeTHUIILMKJIOT€KCHIT)METHIT )-2-
23 \< MeTHI-5-(2-(TpudropmeTi)oeHsmn)-2,4-
! S O nuruapo-3H-1,2,4-tpuason-3-ox
/N~
N_—
O/\N(\« 4-(2-xn0p-6-propbenzui)-5S-
24 o) (LMKJIOTEKCUITMETHIT )-2-MeTHII-2,4-TUT U PO-
cl F 3H-1,2,4-Tpuason-3-o1
/N\
N—-—
O/\N/\« 5-(UMKJIOTeKCUITMETHI )-2-MeTHIT-4-(2-
25 o) (Tpudropmermn)densmn)-2,4-qurunpo-3H-
CFs 1,2,4-tpnason-3-oH
F
/N\
N-—-
N \< 4-((4,4-mn TOp LMKIIOTEKCHIT)METHI)-5-(2 -
26 ¢dropbensmn)-2-metn-2,4-nuruapo-3H-

n

1O

1,2,4-tpuason-3-ox
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IIpumep Crpykrypa Hazsanue no Homenkjarype IUPAC
F
/N\
27 N\\<N 4-(uKIorekcunMeTn )-5-(2-gropobensmn)-2-
b 0 Metun-2,4-nquruapo-3H-1,2 4-tpuazon-3-ox
CF3
/N\
N N— 4-(LMKJIOT e THIIMETH )-2-MeTUI-5-(2-
28 \ﬁo (Tpudropmermn)oensmun)-2,4-qurunpo-3H-
1,2,4-tpua3on-3-oH
/N\
O
F \ﬁo 4-(2-x510p-5-(5-proprupuMuIUH-2-
29 Cl wi1)0en3mn)-5-(4-propoensun)-2-metun-2,4-
\é\rN\ auruapo-3H-1,2,4-rpuason-3-on
>
Cl
/N\
N N— 5-(2-xn0p-6-¢ropoensumn)-4-(2-(3,3-
30 FS «O JUMETHIMOP( OJIMHO )3 THI)-2-MeTHJI-2,4-
%N nuruapo-3H-1,2,4-tpuason-3-ox
o0/
/N\
N—
m\« S5-(umkyorekcunmeTn )-2-metuin-4-((2-
31 o} METHJITHPUIUH-3-WI)METU)-2,4-TUrHapOo-
=z 3H-1,2,4-tpua3on-3-oH
Na |
F
@/YN\
N N— 4-((2,2-IMMeTUIILUKIIOT €KCUIT)METHI ) -5 -(2 -
32 \< ¢dropbensmn)-2-metn-2,4-nuruapo-3H-
? O 1,2,4-Ttpuason-3-ox
Cl
\ N— 5-(2-xnop-6-dpropOensmn)-4-((2,2-
33 \< TUMETHILUKIOTeKCUIT)METH I )-2-MeTHII-2,4-

O

nuruapo-3H-1,2,4-tpuason-3-ox
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IIpumep Crpykrypa Hazsanue no Homenkjarype IUPAC
Cl
/N\
N
F N N\ 5-(2-xnop-6-propdenzmn)-4-((4,4-
34 0 T TOPIIUKIIOTEKCHUIT)METHI) -2-3THIT-2,4-
nuruapo-3H-1,2,4-tpuason-3-ox
£ F
Cl
/N\
N——-
N\< 5-(2-xnop-4-propOens3un)-2-meTun-4-
35 F o) (ctmpo[2.5 ok Tan-6-unmeTin)-2,4-Turuapo-
3H-1,2,4-tpua3on-3-oH
Cl
/N\
N——
E N« 5-(2-xnop-4-propoensun)-4-(2-(4,4-
36 o} T TOPIIUKIIOTEKCHIT)3THIT )-2-MeTHIT-2,4 -
auruapo-3H-1,2,4-rpuason-3-on
F
F
F
/N\
N N— 4-(tmkiorenTuMeTn )-5-(2-propOeH3mn)-
37 \ﬁ 2-metun-2,4-purunpo-3H-1,2,4-tpuazon-3-
© OH
/N\
O/\Nr N
\ﬁo 4-(2-xn0p-5-(5-propnupumMuanH-2-
38 Cl 1) OeH31IT)- 5 -( IUKJIOTeKCHITMETH T )-2 -
N Metun-2,4-nquruapo-3H-1,2 4-tpuazon-3-ox
| N
I
CF3
©/\//N\N—"
N \< 4-(2-(4,4-1u TOPLIUKIOTEKCHIT)ITUT)-2-
39 0 MeTHI-5-(2-(TpudropmeTn)oeH3mn)-2,4-

nuruapo-3H-1,2,4-tpuason-3-ox
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IIpumep Crpykrypa Hazsanue no Homenkjarype IUPAC
CF3
N’—
N\ﬁ 2-meTui-5-(2-(tpudropmerrn)oeH3un )-4-
40 o ((4-(TprTOPMETHII) IUKJIOTEKCHIT ) METHLII)-
2,4-puruapo-3H-1,2 4-tpuason-3-ox
CF3
Cl
/N\
N_—
N\< 5-(2-xnop-4-propbensmn)-4-(2-(4,4-
41 F 0 TUMETWIILUKIIOT€KCUIT)3TII) -2-MeTUI-2,4-
aurunpo-3H-1,2,4-tpuason-3-ox
Cl
/N\
N———
N \\< 5-(2-xnopb6enzmn)-4-((4,4-
42 0 I TOPLIUKIIOTEKCHIT)METHIT) -2-MeTHII-2,4-
auruapo-3H-1,2,4-tpuason-3-on
£ F
Cl
/N\
N 5-(2-xnop-6-propOeH3mn)-2-
43 FoN x (uukonporunmMe T )-4-((4,4-
o T TOPIUKIIOTEKCHUIT)METII) -2, 4- TUT U PO-
3H-1,2,4-tpua3on-3-oH
£ F
Cl
N\
g N—'>< F 5-(2-xmop-6-propoensun)-4-((4,4-
44 N F e T TOPLUKIIOTeKCHIT)METHI )-2~(2,2,2 -
0 TpudTOpsTIIN)-2,4-1urunpo-3H-1,2, 4-
TpUa30JI-3-0H
£’ F
F
N
gl \N——
m\ﬁ 4-(2-(4,4-TIMeTHIILUKIIOT €K CHIT )3 THIT )-5-(2-
45 ¢dropbensmn)-2-metn-2,4-nuruapo-3H-

1,2,4-tpuason-3-ox
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IIpumep Crpykrypa Hazsanue no Homenkjarype IUPAC
F
/N\
N \ﬁN— 4-(2-(4,4-mupTOPLUKIOTEKCHUIT)ITHI )-5-(2-
46 0 ¢dropbensmn)-2-metn-2,4-nuruapo-3H-
1,2,4-tpuazon-3-oH
F
F
F
/N\
N——
N\ﬁ 5-(2-¢ropbenzun)-2-meTun-4-
47 o) (ctmpo[2.5 ok TaH-6-unmeTin)-2,4-Turuapo-
3H-1,2,4-tpua3on-3-oH
CF;
/N\N___
N \ﬁ 2-metun-4-(criupol 2.5 JoktaH-6-unmern)-5-
48 o) (2-(rpudropmeriin)OeHsm)-2,4-TUruIpo-
3H-1,2,4-tpuazon-3-oH
CF;
/N\
N—-
N \< 4-(2-(4,4-mIME TUITLM KJIOT €K CHJT )3 THLT ) -2~
49 0 MeTHI-5-(2-(TpudropmeTii)oeH3mn)-2,4-
nuruapo-3H-1,2,4-tpuason-3-ox
cl F
/N‘N 2-0enH3u-5-(2-xnop-6-propoensmn)-4-((4,4-
50 N\ﬁ b U TOPIUKIIOTEKCHIT)METHIT )-2,4- IUTUAPO-
0 3H-1,2,4-tpuason-3-ox
F F
F
@/YN_
N_—-—-
N~ 5-(2-¢propbenzmn)-2-metmn-4-((4-
51 (TprTOPMETHIT) IUKIIOTEKCHUIT)METHI )-2,4 -

2

CFa

nuruapo-3H-1,2,4-tpuason-3-ox
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IIpumep Crpykrypa Hazsanue no Homenkjarype IUPAC
F
/
N—N
{ N)§O 5-(2-xnop-4-propbensmn)-2-merun-4-((4-
52 Cl (TpuGTOPMETHIT) IUKJIOTEKCHIT)METHI )-2,4-
E nuruapo-3H-1,2,4-tpuason-3-ox
F
F
F /
N-N 5-(2-xnop-6-propbenzmn)-4-(2-
53 ! N )&O TUAPOKCHITII)-2-MeTH-2,4-auruapo-3H-
Cl 1,2,4-tpuazon-3-o1
Ho.
5-[(2-xnopdenun)mern]-4-
54 cl N (uuxnorentunmernn)-2-(2,2,2-
Z N tpudropatmn)-2,4-nuruapo-3H-1,2,4-
O\/N"‘@o oFs TpHUa30Ji-3-0H
cl 5-[(2-xnopdenun)mern]-4-
5§ N, (UMK JIOT e TUIIMETIIT )-2-MeTHII-2,4-TUT U PO-
QVN & 3H-1,2,4-Tpnason-3-on
o)
Cl F 5-[(2-xn0p-6-pTopdeHmn)meTn]-2-MeTHI-
56 _N. 4-[(1-MeTHIUHKIIOTe T )METH I |-2,4 -
Q\/N \«N'_ nuruapo-3H-1,2,4-tpuason-3-ox
0
5-[(2-xnop-6-dpropdenmn)merin]-4-[(4,4-
57 c :l nudropuukiIorekcum)meri|-2-(3,3,3 -
F “IN TpudTopnponmn)-2,4-qurunpo-3H-1,2,4-
F)O\/N 4 CFs TpUa30J-3-0H
Q
5-[(2-xn0p-6-¢pTopdernm)merin]-4-[(4,4-
cl F
58 N mudropuuKIoTeKCHI)MEeTIN |-2-(2,2-
F “N mudropaTun)-2,4-qurunpo-3H-1,2,4-
F)O\/N‘« }F TPUA30JI-3-0H
o)
4-[(2-xn0p-6-pTOpPeHmm)mMeTn|-5-
59 (UMK JIOT e TUIIMETHIT )-2-MeTHIT-2, 4-TUTHI PO-

3H-1,2,4-tpua3on-3-oH
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IIpumep Crpykrypa Hazsanue no Homenkjarype IUPAC
4-[(2-xn10p-6-pTOpPeHmM)MeTH | -5-
60 FN =N (IMKJIOTeITUIIMETIIT)-2-3THIT-2, 4- TUTHAPO-
@;JN\W‘NJ 3H-1,2,4-Tpnason-3-o1
Cl 0
4-[(2-xnop-6-proppenmn)meTrn]-5-
61 (muknorentunmerin)-2-(2,2,2 -
F —-N.N __FFs Tpudropstun)-2,4-muruapo-3H-1,2,4-
N\\( TpHA30JI-3-0H
Cl 0
cl 5-[(2-xnopdenmn)mernn]-4-[(4,4-
62 F I TOpLUKIOreKCUI)MeTH |-2-(2,2,2 -
FD\/ ’N'N __FFa TpudropaTun)-2,4-nuruapo-3H-1,2,4-
N TpHUazon-3-oH
0]
cl 5-[(2-xnopdpernm)merin]-4-[(4,4-
63 F F N T TOPIUKITIOTEKCHIT)METHI | -2-3ThJI-2,4-
Q,N N~ nurunpo-3H-1,2,4-rpuazon-3-oxn
o
cl 5-[(2-xnopdenun)merm]-4-
64 =N, (LIMKJIOTeNITUIIMETHT)-2-3THIT-2, 4- TUTUAPO-
N \«NJ 3H-1,2,4-Tpuazon-3-oH
o
CI
@f\fN‘N -~ 5-[(2-xnop-6-propdenun)merun]-4-[(3,3-
N
65 F T TOPIUKIIOTEHTHIT)METI |-2-3Thi-2,4-
é © nuruapo-3H-1,2,4-tpuason-3-ox
F F
Cl
mN‘N 5-[(2-xnop-6-dhropdenun)merwn]-2-
N v\D (uukmonpormumetw)-4-[(3,3-
66 )
T TOPIUKIIONEH TIIT)METII |-2,4-TUT U PO-
3H-1,2,4-tpua3on-3-oH
F F
Ci
5-[(2-xnop-6-pTopdenmn)mern]-4-
N-—~\_F
67 ‘—>< (mmxmorentunmerun)-2-(2,2,2-

TpudTOpaTIN)-2,4-1urunpo-3H-1,2,4-
TpUazoi-3-0H
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IIpumep Crpykrypa Hazsanue no Homenkjarype IUPAC
@]
=N. 5-[(2-xnmop-6-Propdenmn)mern]-4-[(1-
N—_F
68 e N~ 'F>< METWITHIIEPUANH-2-H)MeTr |-2-(2,2,2-
o F tpudTopaTIN)-2,4-nuruapo-3H-1,2,4-
N TpUa3oi-3-0H
Ci
/N'
. N%Nx 5-(2-xnop-6-pTopbensmn)-2-
69 o (mxonporunmerwn )-4-((4-
(TpUTOPMETHIT) IUKIIOTEKCHUIT)METHI )-2,4 -
aurunpo-3H-1,2,4-tpuason-3-ox
F—F
F
R F
4-[(2-xnop-6-propdenun)mernn]-5-[(4,4-
70 T TOpUHKIOreKCHIT)MeTH | -2-(2,2,2-
FN=N  cFs tpudropatmn)-2,4-nuruapo-3H-1,2,4-
N N— TpHUa30Ji-3-0H
:; ~
Cl %
F F
4-[(2-xnop-6-Ppropdenmn)metin]-5-[(4,4-
71 . I TOPIUKIIOTEKCHIT)METHI | -2-MeTHII-2,4-
@/ —-N~N5 nurunpo-3H-1,2,4-rpuazon-3-oH
N
Bt
Cl o
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AHAIUTHYECKAA YACTH

CucremMa 0O4YHCTKH

IIpenaparusnas BIKX

Cucrema BOXX WATERS Quaternary Gradient Mobile 2535, ocHamennas nerekropom
Y®@/pungumoro csera WATERS 2489, HacTpoeHHBIM Ha JBYyXBONHOBOe Y®@-
nerextuposanue. [lpumensanu nee nonsrxkHble passl noasrkHas ¢aza A: Boga (MilliQ)
0,05% FA; nogsmxHas ¢asa B: aneronntpun (Chromasolv, Sigma-Aldrich), 0,05% FA, u
napaMeTpbl rPpaJueHTa yCTaHABINBAIHN CIEHUAIBHO U KaXI0ro coenuHeHus. OuucTky
ocymecTBisii Ha konoHke Luna Phenomenex C18 5 mxm 19%150. Ilpumensum oobem

uabekunu ot 100 10 500 MKJI M CKOPOCTH OTOKA 15 MI/MuH.

KX-MC - npouenypa 1

Nsmepenue nyrem BOXX mnpoeBomunun ¢ npumeHenwem wmoayis Dionex 3000,
BKJIFOYAIOLIETr0 YETBEPUYHBIM HACOC C J1€ra3aToOpOM, aBTOCSMILIEP, TEPMOCTAT KOJIOHKHU
(ycranoBnennbiii Ha 29°C), TMOAHO-MATPpUUHBIN neTekTOop DAD U KOJNOHKY, KaK yKa3aHO
B COOTBETCTBYIOLIHNX crioco0ax Hike. [IoTok 13 KoJoHKH HanpasJsiii B MC-criekTpoMeTp.
MC-petexktrop (LCQ Fleet Thermo Scientific) ObuUT OCHaIlleH MCTOYHUKOM HWOHH3ALIMH
3JIEKTpOpacnbuieHHeM. Macc-CreKkTphl noay4anu nyteM ckanuposaHus oT 50 mo 800 3a
0,48 cexynnbl. HanpspbkeHune Ha KanWUBIPHOM uIJe cocTasisiyiio S kB B pexume
MOJIOXKUTENIbHOW U OTpHULIATeNIbHOW MOHU3ALUH, TEMIIEPaTy Py UCTOYHUKA MOAAEPKUBAIH
Ha ypoBHe 275°C. B kauecTBe rasa-pacrbUiUTeNss NPUMEHSIN a30T, PacXojl COCTaBIIsI
8 i/muH. COOp HAaHHBIX MPOBONIIIN MPH MOMOINU MPOrpaMMHOro obecrmieueHusi Thermo

Xcalibur Qual Browser.
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B nononnaenue k odieit mpoueaype mpoBoaun odpameHHo-hazoByro BOXX Ha konoHke
Kinetex XB-C18 Phenomenex (1,7 mxm, 50%2,1 MM) co ckopocTbto otoka 0,300 mi/mMuH.
[Mpumensim nBe nmoaBwkHBIE (a3bl monsrkHas (asa A: OydepHslil pacTBop dopmuara
ammonus ¢ pH 3,5; noasrkHas ¢asa B: aneronurpun (Chromasolv, Sigma-Aldrich), u ux
MPUMEHSIIN AJI CO3/1aHus napameTpos rpaguenta ot 15% B 1o 50% B Teuenue 15 MuHyT,
100% B B Teuenue 0,9 munytsl u 5% B B Teuenue 0,1 MUHYTBI U BBIIEPKUBAIN YKa3aHHBIE
napameTphl B TeY€HHE 4 MUHYT AJIs1 BOCCTAHOBJICHHSI PaBHOBECHsI B KOJIOHKe. [Ipumensin

00BbEM UHBEKLIMA 5 MKJL.

KX-MC - npouenypa 2

WN3smepenus nyrem BOXX nposonumu ¢ npumenenuem monyist VANQUISH FLEX,
BKJIFOUAIOLIET0 YETBEPUYHBIN HACOC C JIEra3aTopoM, aBTOCAMILIEp, TEPMOCTAT KOJOHKU
(ycranoBnennbiii Ha 40°C), TMOAHO-MATPpUUHBIN neTekTop DAD U KOJNOHKY, KaK yKa3aHO
B cooTBercTByrOMX crocobax Hmwke. MC-perexktop (ISQ Thermo Scientific) Obun
OCHAIIlEH HCTOYHMKOM HWOHM3ALMM 3JIEKTPOpacHblIeHHEeM. Macc-CreKTphl Ioaydaiu
nyteMm ckanuposanus ot 100 go 700 3a 0,2 cexyHnabl. HanpsixkeHne Ha KanwuIApHON UIJIe
COCTaBJIIO 3 KB B pexxume NONOKUTENBHON U 2 KB B pexxume oTpuLiaTebHON HOHU3ALNY,
TeMIepaTypy UCTOYHHKA roaaepkuBain Ha ypoBHe 250°C. B kauecTBe ra3a-pacrbuIUTeNs

MPUMEHSIIN a30T.

B nomonnenuwe x obmeid mpouenype npoBomiu obpamieHHO-(pa3zoByro YBIXKX Ha
kononke Luna Omega-C18 Phenomenex (1,6 mkm, 50%2,1 MM) CO CKOPOCTBIO MOTOKA
0,600 mu/muH. Tlpumensim nBe moaBukHBbIE (Pa3bl monBrkHAsS ¢Ga3a A: Boga (knacc XKX-
MC) ¢ 0,1% FA; nogsmxnas dasza B: aneronurpun (LiChrosolv mst XKX-MC, Merck), u

UX TIPUMEHSUIN I CO3/IaHusl TapaMeTpoB rpaauenTa ot 15% B B reuenue 0,2 MUHYTBL, OT
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15% no 95% B Teuenue 1,6 munytsl, 95% B B Teuenue 0,60 munytel u 15% B B TeueHnue
0,10 MUHYTBI ¥ yKa3aHHbIE YCJIOBUSl MNOAAEpkKUBAaIU B TedeHue 1,05 MUHYTBHI 17
BOCCTAHOBJICHHSI paBHOBeCHs B KOJIOHKe (oOmee Bpems paboTel 3,55 MHHYTHI).
IIpumensimu obvem wuHbekiuu 0,8 mxn. COOp MaHHBIX NPOBOAMIM NPU TOMOIIH

nporpammHoro obecneuenust Chromeleon 7.

Ta6auua 2: Bpems yaep:xkuBanusi (Rt¢) B munyrax, [M+H]*, npouexypa ’KX-MC

Mpumep | Re | [M+H]" | IIpoueaypa | Ilpumep | R¢ | [M+H]" | IIpouneaypa
1 491 3502 1 2 5.3 3383 1
3 50| 3742 1 4 49 360,5 1
5 50| 3721 1 6 5,0 356,0 1
7 54| 4064 1 8 5,0 3499 1
9 55| 3383 1 10 5,0 359.9 1
11 57| 3520 1 12 5,6 352,1 1
13 24| 3553 2 14 2,7 3640 2
15 25| 3883 2 16 2.9 380,3 2
17 23| 3543 2 18 2,1 390,0 2
19 2,1 | 3760 2 20 22 3263 2

21 1,6 | 3531 2 22 1.6 3553 2
23 28| 3823 2 24 2,6 338.1 2
25 27| 354,1 2 26 24 340,1 2
27 25| 3043 2 28 2,7 368,1 2
29 25| 4281 2 30 1.8 3832 2
31 1,7 | 3012 2 32 2,6 3323 2
33 2,7 | 366,1 2 34 2,7 388.2 2
35 27| 364,1 2 36 2,5 388.2 2
37 26| 3181 2 38 2,7 4164 2
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Mpumep | Re | [M+H]" | IIponeaypa | Ilpumep | R¢ | [M+H]" | IIpomeaypa
39 25| 4043 2 40 2,6 4220 2
41 29| 3804 2 42 24 3564 2
43 26| 4144 2 44 2,6 4423 2
45 2,8 | 346,1 2 46 24 3543 2
47 26| 3303 2 48 2,7 380,2 2
49 29| 396,1 2 50 2,7 450,3 2
51 25| 3722 2 52 2,6 406,2 2
53 1.8 | 286,14 2 54 2.8 4023 2
55 27| 3342 2 56 2,7 366,2 2
57 2,5 | 456,1 2 58 2,5 424.1 2
59 27| 3522 2 60 2,7 366,2 2
61 2,8 | 4202 2 62 2,6 | 4652% 2
63 25| 3703 2 64 2,7 3482 2
65 25| 3742 2 66 2,40 | 400,2 2
67 2,8 | 4202 2 68 1.9 421,1 2
69 2,8 | 4463 2 70 2,6 4428 2
71 25| 3743 2

* ANTETOHUTPYIILHBIN 8Ty KT

Xapakrepuszauus nyrem AMP

CrnexTpsl TH-SIMP 3amuceiBagy Ha AMP-cnextpometpax Bruker 400 MI' i 600 MI 1
¢ npumeHenneM CDCl3 B kauecTBe pacTBopuTessi. XUMHYECKHe COBUTH (8) yKas3aHbI B
4acTsIX Ha MWOUIMOH (ppm) orHocutensHO TerpaMetuicuiada (TMC), kortopsrit

NPUMECHSIIN B KAYCCTBE BHYTPCHHETO CTaHAApTaA.
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KOJI AXXAM

TH-SIMP

'H-SIMP (CDCls) & ppm 3,36-3,46 (s, 3H), 3,82-3,92 (s, 2H),
4,88 (s, 2H), 6,93-7,06 (m, 3H), 7,13-7,24 (m, 4H)

'H-SIMP (CDCls) & ppm 0,98 (m, 2H), 1,09-1,27 (m, 4H), 1,57-
1,79 (m, SH), 3,34 (s, 3H), 3,47 (d, J="7,24 T, 2H), 3,97 (s, 2H),
6,97-7,09 (m, 1H), 7,18-7,26 (m, 2H)

'H-SIMP (CDCl3) & ppm 1,26-1,43 (m, 2H), 1,54-1,68 (m, 1H),
1,68-1,79 (m, 3H), 1,79-1,91 (m, 1H), 2,03-2,17 (m, 2H), 3,34 (s,
3H), 3,53 (d, J = 7,42 Ty, 2H), 3,97 (s, 2H), 7,00-7,07 (m, 1H),
7,17-7,27 (m, 2H)

'H-SIMP (CDCl5) & ppm 1,58 (dq, J = 12,83, 9,01 T'y, 1H), 1,77-
1,96 (m, 2H), 1,96-2,12 (m, 1H), 2,12-2,31 (m, 2H), 2,52 (m,
1H), 3,33 (s, 3H), 3,65 (d, J = 7,61 ', 2H), 3,97 (s, 2H), 6,98-
7,07 (m, 1H), 7,19-7,28 (m, 2H)

'H-5IMP (CDCls) & ppm 1,75-1,87 (m, 2H), 1,91-1,98 (m, 2H),
2,04 (yump. dd, J = 13,15, 7,56 T', 2H), 2,16-2,32 (m, 1H), 3,33
(s, 3H), 3,60 (d, J = 7,42 T, 2H), 3,96 (s, 2H), 6,96-7,07 (m,
1H), 7,17-7,31 (m, 2H)

H-SIMP (CDCl3) & ppm 1,02-1,15 (m, 1H), 1,35-1,61 (m, 4H),
1,73-1,93 (m, 2H), 1,99-2,17 (m, 2H), 3,35 (yump. s, 3H), 3,51
(yump. s, 2H), 3,94-4,05 (m, 1H), 7,04 (ddd, J= 9,58, 6,97, 2,34
'y, 1H), 7,19-7,32 (m, 2H)

H-SIMP (CDCl3) & ppm 0,99-1,11 (m, 1H), 1,17-1,31 (m, 2H),
1,48-1,58 (m, 2H), 1,63-1,84 (m, 4H), 1,90-1,99 (m, 1H), 3,35
(d, J=3,12 T, 3H), 3,50 (d, J = 7,42 Ty, 1H), 3,62 (d, J = 7,79
Ty, 1H), 3,97 (s, 2H), 6,95-7,09 (m, 1H), 7,16-7,31 (m, 2H)

'H-SIMP (CDCls) § ppm 3,46 (s, 3H), 3,80 (s, 2H), 4,66 (s, 2H),
6,86 (td, J = 8,25, 2,57 T'u, 1H), 6,93 (t, J = 8,61 ', 2H), 7,00
(dd, J= 8,52, 5,96 T'w, 1H), 7,06-7,15 (m, 3H)

'H-SIMP (CDCls) & ppm 0,82-0,98 (m, 2H), 1,11 (yump. s, 2H),
1,50-1,65 (m, 5H), 1,65-1,76 (m, 2H), 3,29 (d, J= 7,15 'y, 2H),
3,41 (s, 3H), 3,92 (s, 2H), 6,94 (td, J = 8,25, 2,57 T'y, 1H), 7,09-
7,20 (m, 2H)

10

H-SIMP (CDCl3) & ppm 1,49 (dq, J = 12,96, 9,03 I'yy, 1H), 1,68-
1,92 (m, 2H), 1,92-2,08 (m, 1H), 2,08-2,24 (m, 2H), 2,34-2,46
(m, 1H), 3,37-3,45 (s, 3H), 3,49 (d, J = 7,61 T, 2H), 3,94 (s,
2H), 6,96 (td, J = 8,20, 2,66 T'y, 1H), 7,14-7,23 (m, 2H)
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KOJI AXXAM

TH-SIMP

11

'H-SIMP (CDCl3) & ppm 1,05-1,17 (m, 2H), 1,30 (dt, J = 12,60,
9,51 T'w, 2H), 1,38-1,68 (m, 8H), 1,71-1,82 (m, 1H), 3,29 (d, J =
7,79 Ty, 2H), 3,41 (s, 3H), 3,93 (s, 2H), 6,95 (td, J = 8,27, 2,52
Ty, 1H), 7,12-7,20 (m, 2H)

12

'H-SIMP (CDCl3) & ppm 1,11-1,27 (m, 2H), 1,31-1,45 (m, 2H),
1,45-1,62 (m, 4H), 1,61-1,74 (m, 4H), 1,86-1,99 (m, 1H), 3,42 (s,
3H), 3,46 (d, J = 7,79 T'u, 2H), 3,97 (s, 2H), 6,98-7,08 (m, 1H),
7,19-7,27 (m, 2H)

13

'H-SIMP (CDCl3) & ppm 0,79-0,91 (m, 2H), 1,03-1,10 (m, 3H),
1,38-1,48 (m, 1H), 1,54-1,65 (m, 5H), 2,19 (d, J= 7,08 'y, 2H),
3,42 (s, 3H), 4,82 (s, 2H), 7,25 (d, J=4,72 T, 1H), 7,44 (s, 1H),
8,64 (d, J=5,09 I'n, 1H)

14

'H-SIMP (CDCl3) & ppm -0,07-0,04 (m, 2H), 0,04-0,16 (m, 2H),
0,70 (ymmp. d, J = 13,63 ', 2H), 0,93-1,12 (m, 2H), 1,42-1,66
(m, SH), 3,17 (s, 3H), 3,35 (d, J = 7,63 T'u, 2H), 3,81 (s, 2H),
6,79-6,91 (m, 1H), 7,02-7,13 (m, 2H)

15

'H-5IMP (CDCl3) & ppm 1,14-1,29 (m, 2H), 1,29-1,41 (m, 1H),
1,42-1,52 (m, 2H), 1,54-1,83 (yump. s, 4H), 1,96-2,08 (m, 2H),
3,25 (s, 3H), 3,58-3,64 (m, 2H), 3,93 (s, 2H), 6,93-7,04 (m, 1H),
7,14-7,27 (m, 2H)

16

'H-SIMP (CDCl3) & ppm 0,79 (s, 3H), 0,82 (s, 3H), 0,98-1,20 (m,
SH), 1,26-1,34 (m, 2H), 1,40-1,56 (m, 4H), 3,28 (s, 3H), 3,55-
3,66 (m, 2H), 3,93 (s, 2H), 6,93-7,05 (m, 1H), 7,12-7,25 (m, 2H)

17

H-SIMP (CDCl3) & ppm 0,75-0,86 (m, 2H), 0,93-1,08 (m, 3H),
1,41-1,53 (yump. s, 4H), 1,58-1,65 (m, 2H), 3,18 (d, /= 7,45 T'wy,
2H), 3,40 (s, 3H), 4,00 (s, 2H), 7,13 (d, J = 7,81 Ty, 1H), 7,29-
7.41 (m, 1H), 7,41-7,47 (m, 1H), 7,64 (d, J= 7,81 T, 1H)

18

'H-SIMP (CDCl3) & ppm 1,12-1,22 (m, 2H), 1,38-1,56 (m, SH),
1,90-2,03 (m, 2H), 3,25 (d, J = 7,08 Ty, 2H), 3,40 (s, 3H), 4,00
(s, 2H), 7,16 (d, J = 7,63 T'y, 1H), 7,31-7,40 (m, 1H), 7,40-7,50
(m, 1H), 7,65 (d, J= 7,81 T'y, 1H)

19

TH-SIMP (CDCl3) 6 ppm 1,40 (dq, J = 13,06, 9,09 I'yy, 1H), 1,62-
1,76 (m, 2H), 1,82-1,98 (m, 1H), 1,98-2,13 (m, 2H), 2,17-2,29
(m, 1H), 3,37 (d, J= 7,45 T, 2H), 3,40 (s, 3H), 4,00 (s, 2H), 7,16
(d, J=7,63 T, 1H), 7,33-7,38 (m, 1H), 7,43-7,47 (m, 1H), 7,65
(d, J=7,81Tw, 1H)

20

'H-SIMP (CDCl3) & ppm 1,31-1,40 (m, 1H), 1,57-1,68 (m, 1H),
1,77-1,85 (m, 1H), 1,94-2,04 (m, 1H), 3,22-3,33 (m, 3H), 3,60-
3,68 (m, 2H), 3,79-3,88 (m, 2H), 4,06 (d, J = 1,25 Ty, 2H), 4,07-
4,13 (m, 1H), 6,91-7,03 (m, 1H), 7,13-7,21 (m, 2H)
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21

TH-SIMP (CDCl3) § ppm 1,08-1,32 (m, 2H), 1,54 (yump. dd, J =
8,57, 4,06 T'y, 4H), 1,66-1,76 (m, 1H), 2,07-2,20 (m, 1H), 2,37
(s, 3H), 2,82 (yump. d, J = 11,76 T, 1H), 3,28 (s, 3H), 3,55
(yuwp. dd, J=13,82, 9,32 I'y, 1H), 3,89-3,97 (m, 1H), 3,98-4,03
(m, 1H), 6,94-7,02 (m, 1H), 7,15-7,21 (m, 3H)

22

'H-SIMP (CDCls) & ppm 2,41-2,50 (m, 4H), 2,54 (t, J = 6,32 T'wy,
2H), 3,29 (s, 3H), 3,61-3,67 (m, 4H), 3,72 (t, J = 6,32 'y, 2H),
4,02 (d, J= 1,38 Ty, 2H), 6,95-7,03 (m, 1H), 7,16-7,22 (m, 2H)

23

TH-SIMP (CDCls) & ppm 0,72 (s, 3H), 0,83 (s, 3H), 1,00-1,13 (m,
2H), 1,18-1,31 (m, 2H), 1,34 (ddd, J= 11,73, 8,16, 3,63 T'wy, 2H),
1,48-1,66 (m, 3H), 3,11-3,22 (m, 1H), 3,39 (s, 3H), 3,47-3,55 (m,
1H), 4,01 (yummp. s, 2H), 7,10 (d, J=7,75T'u, 1H), 7,29-7,39 (m,
1H), 7,39-7,51 (m, 1H), 7,64 (d, /J=7,88 'y, 1H)

24

'H-SIMP (CDCl3)  ppm 0,71-0,85 (m, 2H), 0,99-1,13 (m, 2H),
1,31 (dtt, J = 14,63, 7,30, 7,30, 3,77, 3,77 T'w, 1H), 1,57 (ymmp.
d,J=9,38 Ty, 6H), 2,17 (d, J = 7,25 T'u, 2H), 3,31-3,40 (m, 3H),
4,93 (s, 2H), 6,90-6,98 (m, 1H), 7,13-7,24 (ymup. s, 2H)

25

'H-SIMP (CDCl3) & ppm 0,85-0,97 (m, 2H), 1,07-1,31 (m, 4H),
1,53-1,74 (m, SH), 2,38 (d, J = 6,75 Ty, 2H), 3,48 (s, 3H), 5,51
(s, 2H), 7,36-7,46 (m, 1H), 7,51 (t, J = 7,50 T'w, 1H), 7,56-7,63
(m, 1H), 7,65 (d, J= 7,75 Ty, 1H)

26

H-SIMP (CDCls) & ppm 1,12-1,27 (m, 2H), 1,40-1,53 (m, 1H),
1,53-1,65 (m, 4H), 1,91-2,07 (m, 2H), 3,32 (d, J= 7,00 'y, 2H),
3,37 (s, 3H), 3,83 (s, 2H), 6,99-7,08 (m, 2H), 7,10-7,16 (m, 1H),
7,20-7,26 (m, 1H)

27

'H-SIMP (CDCl3) & ppm 0,73-0,92 (m, 2H), 0,98-1,12 (m, 3H),
1,45-1,59 (m, 4H), 1,59-1,67 (m, 2H), 3,24 (d, J= 7,13 Ty, 2H),
3,37 (s, 3H), 3,83 (s, 2H), 6,98-7,07 (m, 2H), 7,08-7,15 (m, 1H),
7,17-7,25 (m, 1H)

28

H-SIMP (CDCl3) & ppm 0,94-1,06 (m, 2H), 1,13-1,25 (m, 3H),
1,33-1,72 (yump. s, 8H), 3,18 (d, J= 7,88 T'w, 2H), 3,39-3,42 (m,
3H), 4,00 (s, 2H), 7,14 (d, J = 7,75 Ty, 1H), 7,27-7,39 (m, 1H),
7,39-7,49 (m, 1H), 7,60-7,71 (m, 1H)

29

'H-SIMP (CDCls) & ppm 3,49 (s, 3H), 3,67 (s, 2H), 4,78 (s, 2H),
6,69-6,82 (m, 2H), 6,96 (dd, J = 8,44, 532 Ty, 2H), 7,37 (d, J =
8,38 Ty, 1H), 7,83 (d, /= 1,38 Ty, 1H), 8,16 (dd, J = 8,38, 1,88
'y, 1H), 8,55 (s, 2H)

30

'H-SIMP (CDCl3) & ppm 0,82 (s, 6H), 2,53-2,62 (m, 4H), 3,25 (s,
2H), 3,28 (s, 3H), 3,63 (ywwup. t, J = 5,32 Ty, 2H), 3,67-3,74 (m,
2H), 4,04 (s, 2H), 6,94-7,02 (m, 1H), 7,16-7,23 (m, 2H)
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31

'H-SIMP (CDCl3) & ppm 0,73-0,90 (m, 2H), 0,99-1,15 (m, 3H),
1,32-1,51 (m, 1H), 1,51-1,65 (m, 5H), 2,13 (d, J= 7,25 ', 2H),
2,53 (s, 3H), 3,43 (s, 3H), 4,76 (s, 2H), 7,03-7,11 (m, 1H), 7,11-
7,16 (m, 1H), 8,38 (d, J = 4,00 T, 1H)

32

'H-SIMP (CDCl3) & ppm 0,76 (s, 3H), 0,89 (s, 3H), 0,99-1,13 (m,
2H), 1,16-1,30 (m, 3H), 1,35 (m, 2H), 1,53-1,74 (m, 2H), 3,22
(dd, J= 14,01, 11,51 T, 1H), 3,37 (s, 3H), 3,47-3,56 (m, 1H),
3,78-3,91 (m, 2H), 6,96-7,13 (m, 3H), 7,18-7,27 (m, 1H)

33

TH-SIMP (CDCl3) 6 ppm 0,85 (s, 3H), 1,01 (s, 3H), 1,07-1,23 (m,
2H), 1,28-1,46 (m, 4H), 1,49-1,59 (m, 2H), 1,62-1,70 (m, 1H),
3,28 (s, 3H), 3,37 (dd, J = 14,13, 11,38 Ty, 1H), 3,73 (dd, J =
14,07, 3,44 Ty, 1H), 3,86-3,98 (m, 2H), 6,93-7,02 (m, 1H), 7,14-
7,25 (m, 2H)

34

'H-SIMP (CDCls) 8 ppm 1,17 (¢, J = 7,19 T'y, 3H), 1,23-1,33 (m,
2H), 1,52-1,85 (m, 4H), 1,95-2,12 (m, 2H), 3,45 (d, J= 7,38 'y,
2H), 3,69 (q, J = 7,25 'y, 2H), 3,93 (d, J = 1,25 'y, 2H), 6,91-
7,05 (m, 1H), 7,14-7,28 (m, 2H)

35

'H-SIMP (CDCls) & ppm -0,08-0,03 (m, 2H), 0,05-0,13 (m, 2H),
0,64-0,72 (m, 2H), 0,87-1,02 (m, 2H), 1,35-1,56 (m, 5H), 3,21
(d, J=738 T, 2H), 3,26 (s, 3H), 3,79 (s, 2H), 6,80 (td, J = 8,25,
2,63 T, 1H), 6,97-7,05 (m, 2H)

36

'H-SIMP (CDCl3) & ppm 1,08-1,21 (m, 2H), 1,21-1,30 (m, 1H),
1,32-1,39 (m, 2H), 1,49-1,63 (m, 1H), 1,63-1,73 (m, 3H), 1,91-
2,03 (m, 2H), 3,37 (s, 3H), 3,41-3,50 (m, 2H), 3,89 (s, 2H), 6,91
(td, J = 8,22, 2,56 T'w, 1H), 7,07-7,16 (m, 2H)

37

'H-SIMP (CDCl3) & ppm 0,98-1,10 (m, 2H), 1,16-1,32 (m, 2H),
1,32-1,64 (yuwp. s, 7H), 1,64-1,78 (m, 2H), 3,24 (d, J=7,75 T,
2H), 3,38 (s, 3H), 3,84 (s, 2H), 6,97-7,09 (m, 2H), 7,09-7,14 (m,
1H), 7,17-7,25 (m, 1H)

38

'H-SIMP (CDCl3) & ppm 0,71-0,91 (m, 2H), 0,94-1,08 (m, 2H),
1,39-1,67 (m, 7H), 2,20 (d, J = 7,25 Ty, 2H), 3,41-3,51 (m, 3H),
4,94 (s, 2H), 7,43 (d, J= 8,38 Ty, 1H), 8,03 (d, /= 1,75 T'y, 1H),
8,21 (dd, J = 8,44, 2,06 T'y, 1H), 8,53 (s, 2H)

39

'H-SIMP (CDCl3) & ppm 1,01-1,14 (m, 2H), 1,24-1,33 (m, 2H),
1,48-1,65 (m, SH), 1,84-2,00 (m, 2H), 3,33-3,45 (yump. s, SH),
4,00 (s, 2H), 7,15 (d, J = 7,75 T, 1H), 7,31-7,40 (m, 1H), 7,41-
7,50 (m, 1H), 7,65 (d, J=7,75 Ty, 1H)

40

TH-SIMP (CDCl3) & ppm 0,77-0,93 (m, 1H), 0,97-1,12 (m, 1H),
1,31-1,42 (m, 2H), 1,53-1,65 (m, 4H), 1,73-1,87 (m, 2H), 3,21
(d, J=7,50 Ty, 1H), 3,34 (d, /= 7,88 'y, 1H), 3,41 (d, J = 3,00
Ty, 3H), 3,99 (s, 2H), 7,15 (yuup. d, J=7,63 Ty, 1H), 7,30-7,40
(m, 1H), 7,40-7,49 (m, 1H), 7,65 (yuwp. d, J = 7,75 Ty, 1H)
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41

'H-SIMP (CDCl3) & ppm 0,76 (s, 3H), 0,80 (s, 3H), 0,92-1,15 (m,
5H), 1,21-1,36 (m, 4H), 1,41 (ymmp. dd, J= 11,69, 2,69 I'y, 2H),
3,36 (s, 3H), 3,39-3,50 (m, 2H), 3,89 (s, 2H), 6,90 (td, J = 8,25,
2,63 Ty, 1H), 7,06-7,16 (m, 2H)

42

'H-SIMP (CDCl3) & ppm 1,09-1,28 (m, 2H), 1,41-1,53 (m, 1H),
1,57 (yump. dd, J = 10,63, 2,38 T'u, 4H), 1,92-2,06 (m, 2H), 3,30
(d, J = 17,00 T, 2H), 3,38 (s, 3H), 3,95 (s, 2H), 7,10-7,24 (m,
3H), 7,31-7,41 (m, 1H)

43

H-SIMP (CDCl3) & ppm 0,16-0,30 (m, 2H), 0,35-0,49 (m, 2H),
0,99-1,17 (m, 1H), 1,17-1,36 (m, 2H), 1,50-1,64 (m, 1H), 1,64-
1,82 (m, 4H), 1,96-2,14 (m, 2H), 3,45 (d, J = 7,38 I'y, 2H), 3,51
(d,J=7,00Tw, 2H), 3,94 (d, /= 1,13 T, 2H), 6,92-7,02 (m, 1H),
7,12-7,29 (m, 2H)

44

'H-SIMP (CDCl3) § ppm 1,30-1,48 (m, 2H), 1,57-1,80 (m, 4H),
1,83 (td, J = 7,38, 3,88 'y, 1H), 2,08-2,22 (m, 2H), 3,56 (d, J =
7,38 ', 2H), 4,05 (d, J = 1,13 Ty, 2H), 4,32 (q, J = 8,38 'y, 2H),
7,03-7,13 (m, 1H), 7,22-7,38 (m, 2H)

45

'H-SIMP (CDCls) & ppm 0,76 (s, 3H), 0,80 (s, 3H), 0,91-1,12 (m,
5H), 1,22-1,34 (m, 4H), 1,38 (ymmup. dd, J= 11,82, 2,56 I'y, 2H),
3,37 (s, 3H), 3,39-3,48 (m, 2H), 3,84 (s, 2H), 6,99-7,07 (m, 2H),
7,07-7,15 (m, 1H), 7,15-7,26 (m, 1H)

46

H-SIMP (CDCl3) & ppm 1,05-1,19 (m, 2H), 1,24-1,37 (m, 2H),
1,52-1,70 (ymwp. s, SH), 1,91-2,02 (m, 2H), 3,38 (s, 3H), 3,41-
3,52 (m, 2H), 3,84 (s, 2H), 6,96-7,10 (m, 2H), 7,10-7,16 (m, 1H),
7,16-7,27 (m, 1H)

47

'H-SIMP (CDCls) & ppm -0,07 - 0,04 (m, 2H), 0,04-0,16 (m, 2H),
0,67 (ywmp. d, J = 14,63 Ty, 2H), 0,88-1,03 (m, 2H), 1,35-1,51
(m, 5H), 3,21 (d, J = 7,25 Ty, 2H), 3,28 (s, 3H), 3,75 (s, 2H),
6,89-6,97 (m, 2H), 6,99-7,06 (m, 1H), 7,08-7,16 (m, 1H)

48

TH-SIMP (CDCls) & ppm -0,15 - -0,03 (m, 2H), -0,03 - 0,08 (m,
2H), 0,60 (yuup. d, J = 14,01 T, 2H), 0,78-0,95 (m, 2H), 1,24-
1,41 (m, SH), 3,09 (d, J=7,25 T'w, 2H), 3,25 (s, 3H), 3,86 (s, 2H),
7,00 (d, J=7,75 T, 1H), 7,14-7,25 (m, 1H), 7,25-7,35 (m, 1H),
7,49 (d, J= 17,75 Ty, 1H)

49

'H-SIMP (CDCl3) & ppm 0,73 (s, 3H), 0,78 (s, 3H), 0,87-0,96 (m,
2H), 0,96-1,11 (m, 3H), 1,17-1,41 (m, 6H), 3,34-3,39 (m, 2H),
3,39 (s, 3H), 4,00 (s, 2H), 7,13 (d, J = 7,63 T, 1H), 7,29-7,40
(m, 1H), 7,40-7,49 (m, 1H), 7,64 (d, J = 7,75 T'y, 1H)

S0

'H-SIMP (CDCl3) & ppm 1,12-1,36 (m, 2H), 1,44-1,76 (m, SH),
1,93-2,07 (m, 2H), 3,44 (d, J = 7,38 T, 2H), 3,93 (s, 2H), 4,82
(s, 2H), 6,91-7,01 (m, 1H), 7,13-7,30 (m, 7H)
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S1

TH-SIMP (CDCl3) & ppm 0,91-1,06 (m, 1H), 1,11-1,26 (m, 1H),
1,40-1,55 (m, 2H), 1,58-1,69 (m, 1H), 1,69-1,77 (m, 2H), 1,87-
1,98 (m, 2H), 3,35 (d, J = 7,50 T, 2H), 3,44-3,48 (yumup. s, 4H),
3,90 (s, 2H), 7,06-7,16 (m, 2H), 7,17-7,23 (m, 1H), 7,25-7,34 (m,
1H)

52

'H-SIMP (CDCl3) & ppm 0,87-1,04 (m, 1H), 1,04-1,26 (m, 1H),
1,37-1,48 (m, 1H), 1,48-1,77 (m, SH), 1,77-1,94 (m, 2H), 3,24-
3,30 (m, 1H), 3,37 (m, 3H), 3,40 (d, J = 7,75 T, 1H), 3,88 (s,
2H), 6,84-6,97 (m, 1H), 7,08-7,15 (m, 2H)

53

'H-SIMP (CDCl3) & ppm 3,26 (s, 3H), 3,74-3,78 (ywup. s, 4H),
34,00 (s, 2H), 6,96 (ymup. t, J = 8,17 ', 1H), 7,13-7,22 (m, 2H)

54

TH-SIMP (CDCls) 6 ppm 1,13 (dtd, /= 13,51, 10,18, 10,18, 3,00
Ty, 2H), 1,24-137 (m, 3H), 1,40-1,59 (m, SH), 1,59-1,67 (m,
2H), 1,70-1,79 (m, 2H), 3,31 (d, J = 7,81 I'y, 2H), 4,06 (s, 2H),
438 (q,J = 8,36 ', 2H), 7,16-7,20 (m, 1H), 7,23-7,28 (m, 2H),
7,41-7,46 (m, 1H)

55

TH-SIMP (CDCl3) & ppm 1,12 (dtd, J = 13,46, 10,16, 10,16, 2,91
Ty, 2H), 1,27-135 (m, 2H), 1,42-1,54 (m, 4H), 1,55-1,60 (m,
2H), 1,60-1,66 (m, 2H), 1,71-1,80 (m, 1H), 3,30 (d, /= 7,81 I’y
2H), 3,44-3,49 (m, 3H), 3,99-4,06 (m, 2H), 7,17-7,21 (m, 1H),
7,22-725 (m, 2H), 7,40-7,44 (m, 1H)

56

'H-SIMP (CDCls) & ppm 1,03 (s, 3H), 1,39-1,46 (m, 2H), 1,49-
1,55 (m, 8H), 1,60-1,67 (m, 2H), 3,33-3,36 (m, 3H), 3,53 (s, 2H),
3,98 (d, J = 1,45 T, 2H), 7,02-7,08 (m, 1H), 7,22-7,27 (m, 2H)

57

'H-SIMP (CDCls) & ppm 1,28-1,47 (m, 2H), 1,55-1,82 (yump. s,
4H), 1,84 (ywup. s, 1H), 2,13 (yuwnp. s, 2H), 2,42-2,62 (m, 2H),
3,54 (ywwp. d, J = 7,25 T, 2H), 3,93-4,04 (ywup. s, 4H), 7,01-
7,13 (m, 1H), 7,23-7,33 (m, 2H)

58

H-SIMP (CDCls) & ppm 1,29-1,45 (m, 2H), 1,62-1,90 (m, 5H),
2,06-2,21 (m, 2H), 3,55 (yump. d, J = 7,25 T, 2H), 4,01 (s, 2H),
4,07 (td, J= 13,48, 4,06 T, 2H), 5,80-6,16 (m, 1H), 7,07 (yuuup.
t,J=8,25 Ty, 1H), 7,22-7,33 (m, 2H)

59

'H-SIMP (CDCl3) & ppm 1,04-1,23 (m, 2H), 1,23-1,39 (m, 2H),
1,39-1,80 (m, 9H), 2,26 (yump. d, J= 6,38 Ty, 2H), 3,43 (s, 3H),
5,01 (s, 2H), 7,03 (ywmp. t, J = 8,69 'y, 1H), 7,18-7,36 (m, 2H)

60

'H-SIMP (CDCl3) & ppm 1,11-1,28 (m, 3H), 1,34 (yump. t, J =
6,94 T, 3H), 1,45-1,78 (ywmp. s, 10H), 2,28 (yump. d, J = 6,50
T'w, 2H), 3,85 (q, J = 6,80 T', 2H), 5,05 (s, 2H), 7,05 (ywuwp. t, J
=8,76 Ty, 1H), 7,24-7,38 (m, 2H)
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61

'H-SIMP (CDCl3) & ppm 1,08-1,24 (m, 2H), 1,30-1,41 (m, 2H),
1,42-1,74 (m, 9H), 2,28 (yuwp. d, J = 6,63 I'y, 2H), 4,37 (q, J =
8,38 T'wy, 2H), 5,06 (s, 2H), 7,06 (ywmup. t, J = 8,88 Ty, 1H), 7,23-
7,46 (m, 2H)

62

'H-SIMP (CDCls) & ppm 1,12-1,26 (m, 2H), 1,39-1,60 (yump. s,
5H), 1,92-2,07 (m, 2H), 3,31 (d, J = 7,13 'y, 2H), 3,99 (s, 2H),
430 (q, J=8,38 'y, 2H), 7,08-7,15 (m, 1H), 7,17-7,24 (m, 2H),
7,33-7,41 (m, 1H)

63

'H-SIMP (CDCl3) & ppm 1,13-1,23 (m, 2H), 1,27 (t, J= 7,19 T'wy,
3H), 1,39-1,48 (m, 1H), 1,50-1,65 (m, 4H), 1,92-2,05 (m, 2H),
3,28 (d,J=7,13 T'n, 2H), 3,77 (q, J = 7,21 T', 2H), 3,96 (s, 2H),
7,08-7,13 (m, 1H), 7,15-7,22 (m, 2H), 7,32-7,41 (m, 1H)

64

'H-SIMP (CDCl3) & ppm 1,05-1,20 (m, 2H), 1,24-1,33 (m, 2H),
1,35 (t, J= 7,19 T, 3H), 1,41-1,70 (yump. s, 8H), 1,70-1,81 (m,
1H), 3,28 (d, J = 7,88 T'w, 2H), 3,85 (q, J = 7,13 Ty, 2H), 4,04 (s,
2H), 7,13-7,19 (m, 1H), 7,21-7,26 (m, 2H), 7,38-7,46 (m, 1H)

65

TH-SIMP (CDCl3) & ppm 1,19-1,32 (m, 3H), 1,55-1,66 (m, 1H),
1,84-1,97 (m, 2H), 2,01-2,12 (m, 1H), 2,17-2,29 (m, 2H), 2,51
(dquin, J= 16,16, 8,09, 8,09, 8,09, 8,09 I'u, 1H), 3,65 (d, J= 7,63
Ty, 2H), 3,77 (q, J = 7,21 T, 2H), 4,02 (s, 2H), 7,04-7,09 (m,
1H), 7,24-7,31 (m, 2H)

66

TH-SIMP (CDCl3) & ppm 0,28-0,36 (m, 2H), 0,45-0,52 (m, 2H),
1,12-1,18 (m, 1H), 1,56-1,64 (yump. s, 1H), 1,83-1,97 (m, 2H),
2,00-2,13 (m, 1H), 2,16-2,28 (m, 2H), 2,50 (dt, J = 16,11, 8,27
T, 1H), 3,60 (d,.J= 6,99 Ty, 2H), 3,66 (d, J = 7,63 T, 2H), 4,03
(s, 2H), 7,03-7,09 (m, 1H), 7,23-7,32 (m, 2H)

67

H-SIMP (CDCl3) & ppm 1,18-1,31 (m, 2H), 1,39-1,49 (m, 2H),
1,49-1,65 (m, 4H), 1,65-1,78 (m, 4H), 1,94 (ymwmp. d, J = 7,63
Ty, 1H), 3,51 (yump. d, J=7,81 Ty, 2H), 4,05 (s, 2H), 4,32 (q, J
=823 ', 2H), 7,07 (yump. t, J = 8,45 T, 1H), 7,22-7,35 (m,
2H)

68

'H-SIMP (CDCls) & ppm 1,34-1,45 (m, 1H), 1,68-1,77 (m, 3H),
1,87-1,96 (m, 2H), 2,57-2,64 (m, 1H), 2,68 (s, 3H), 3,07 (yiump.
s, 1H), 3,21 (ymmp. d, J= 11,87 T, 1H), 3,92-4,05 (m, 1H), 4,10
(s, 2H), 4,21-4.31 (m, 3H), 7,01-7,08 (m, 1H), 7,21-7,31 (m, 2H)

69

TH-SIMP (CDCl3) & ppm 0,28-0,33 (m, 2H), 0,42-0,49 (m, 2H),
1,05 (qd, J = 12,79, 2,76 Ty, 1H), 1,10-1,18 (m, 1H), 1,22-1,31
(m, 1H), 1,49-1,61 (m, 3H), 1,63-1,84 (m, 2H), 1,93-2,04 (m,
2H), 2,09-2,18 (m, 1H), 3,57-3,60 (m, 2H), 3,62 (d, J= 7,63 Ty,
2H), 3,97-4,08 (m, 2H), 7,05 (yump. t, J = 8,27 I'n, 1H), 7,18-
7,34 (m, 2H)
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'H-IMP (CDCl3) & ppm 1,18-1,29 (m, 2H), 1,50-1,69 (m, 3H),
1,73 (ymmp. d, J = 15,51 T'u, 2H), 2,04 (yumwmp. d, J = 7,25 ',

70 2H), 2,31 (d, /=7,00 I'u, 2H), 4,36 (q, /=8,38 'y, 2H), 5,04 (s,
2H), 7,06 (t, /= 8,88 I'u, 1H), 7,25-7,40 (m, 2H)
'H-AIMP (CDCl3) & ppm 1,04-1,24 (m, 2H), 1,40-1,63 (m, 3H),
71 1,67 (yump. d, J = 13,38 I'u, 2H), 1,96 (ymmp. d, J = 6,88 'y,

2H), 2,23 (d, J=7,13 T'w, 2H), 3,36 (s, 3H), 4,94 (s, 2H), 6,96 (1,
J=888 'y, 1H), 7,13-7,31 (m, 2H)

DapmMaKo/J0ru4ecKHe nNpumMepsl

Bb110 00HApyKeHO, YTO COeIHMHEHHSI M3 NMPHMEPOB COIJIACHO HACTOSILIEMY
H300peTeHNI0 SIBJISIOTCS AKTHBHBIMH B aHaju3e kaHaaa P2X7 desoBeka myrem
MeT0Aa ABTOMATHYECKOH (PMKCALIUH MOTEHIHAIA.

JIisi HeMOCPEACTBEHHOTO MOHUTOpUHra Onoka kaHana P2X7 Obut paspaboraH u
peanus3oBaH 31EeKTPO(YU3NOTOTNIECKHIH aHaIu3 Ha aBTOMATH3UPOBAHHOM
snekTpodusnonorndeckom npudope QPatch16X.

Knerku HEK-293, skcnpeccupyromue kaHanbsl P2X7, KyJasTUBUpPOBaIU B
moaudumpoBanHoit EMEM.

3a 72 yaca 10 SKCHEePUMEHTa 5 MUJUTMOHOB KJIETOK BbICEUBAIU BO (hirakoHbl T225.
HenocpenctseHHO mnepen 3KCIIEPUMEHTOM KJIETKH /Ba pas3a MPOMBIBAJIH, OTAEISIN OT
konObl ¢ TpuncuHoM-2/ITA, pecycneHaupoBai B pacTBOpe CYCIEH3UH M MTOMEIIATH B
npudop QPatch16X.

Coenunenust (20 MM pactBop B 100% JIMCO), xpanuBmmecs npu -20°C,
rOTOBWIM B JeHb dKcnepuMmeHnTta (mepsoe passeneHne 1:20 B 100% JIMCO nmns
npuroTosieHnss 1 MM HCXOmHOro pacteopa, a 3ateM | MKM pacTBOp BO BHEIIHEM
pacTBope + cepuiinoe paspenenue 1:10).

CraHpmapTHbIE 5KCIIEPUMEHTHI MO (UKCAIMK HANpPsDKEHUS Ha LEJbHOW KIIETKe

MPOBOAWIM IMPU KOMHATHOM TemmepaType. B yka3aHHBIX 3KCHEPUMEHTAX NPUMEHsIN
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MHOTOOTBEPCTHYIO TEXHOJIOTHIO, & JaHHble coOupanu mpu 2 kI .
Bayrpukinerounsiit pactsop comepxkan (MM) 135 CsF, 10 NaCl, 1 EGTA, 10
HEPES (pH 7,2 ¢ CsOH), Torna kak BHEKJIETOYHbIH pacTBop conepxan (MM) 145 NaCl, 4

KCl, 0,5 MgCly, 1 CaCly, 10 HEPES, 10 Glc (pH 7,4 ¢ NaOH).

Ilocne Hapnexamen U30ISALUNA CUCTEMBI U MPOMYCKAHUS TOKA B IMTOJHOKJIETOYHON
KOHpUrypauun kinerku BeigepxkuBanu npu -80 mMB. Tox P2XR7 Bb3bIBaNIM mIyTEM
npumMeHeHus1 Toibko 100 MM BzATP (4 pasa), a 3atemM B MPUCYTCTBHU BO3PACTAIOIINX
KOHIIeHTpaLuil uccnenyemoro coequnenus (1, 10, 100 u 1000 HM).

Iepuoas! mpeaBapuUTEIbHOTO MHKYOUPOBAHUS € S 1O 8 BKJIFOYAIN BO3PACTAIOLIHE
KOHIIEHTpaLuu uHtepecyoero coequnenus (1, 10, 100 u 1000 HM), kak mokas3aHo Ha
¢urype (mpoTOKOI MPUMEHEHHS).

Purypa: NpoToKo0J NPpUMeHeHHS.

Wsmepsanu 1 HOpMHUPOBAIM MaKCUMaJbHBIN BXOIALIUN TOK, Bbl3biBaeMblli BZATP
NpU OTCYTCTBHUM WIM B NPUCYTCTBUM BO3PACTAIOIIMX KOHLEHTPALMN HCCIEayeMbIX
coennaeHuil. [ToreHImanpHbIN aroHucTHYeCKuil 3P exT mmepsim kak % OT KOHTPOJIS U
kak [Cso, ompeneneHHas myTeM IOCTPOEHHUs] TO303aBHUCHMBIX KPHUBBIX IMPU TOMOLIU
CJIEYIOIIEro YpaBHEHUS:

Y = 100/(1+10"((LoglCso-X)*HillSlope))

rae:

X = norapupm KOHLEHTPALINH,

Y = nopmanuzoBaHHbli 0TBeT, OT 100% no 0%, yMeHBIIAIOUIUICS O Mepe
yBeIUYeHUs X,

LogICso: Te sxe norapupMudeckrie eauHULIBL, 94TO U s X,

HillSlope: xoadpuument yknona min HS, 6e3pasmepHbIii.

Huxe npusenens! nuanazonsl akTuBHOCTU A, B, C u D, roe A cocrasmsier <10 HM,;

B cocraBnsier 10-100 HM, C coctapmsier 0,1-1 mxM, D coctapmsiet 1-10 MkM.
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HpnMep YyeJI0BEKa
oo CM. BbIlIe) '
33 D
5§ C
S6 D
57 B
58 B
60 C
61 C
62 A
63 B
63 D
66 C
67 B
68 D
69 B
70 C

Bb1710 00HapyKeHO, YTO COeIHHEHHSI COIJIACHO HACTOSILEMY H300peTeHHIO SIBJISIOTCS
AKTHMBHBIMH B aHAJIM3€ MPUTOKA Kaablusa B KaHaa P2X7 yenoBeka
Bneknerounoe cBszpiBaHue Bz-ATP ¢ penentopom P2X7 orkpeiBaer kaHanm u
obecneunBaeT nputok Ca?’ B k1etku. YkazanHbiii nputok Ca?’ usmepsinu B kierkax HEK -
293, crabuibHO TpaHCHUIMPOBAHHBIX peuentopoMm P2X7, ¢ mpumeHeHueM Habopa st
anamm3a kanpuust Screen Quest™ Fluo-8 No Wash (AAt Bioquest®, kat. Ne 36316). ITpu
NOTMaJaHUK BHYTPh KJIETKHU JHNOGWIbHbIE Onokupyromue rpynmns! Fluo-8 pacmeruistorest
HecrelM(pUUeCKUMH  KJIETOYHbIMU  3CTE€pPa3aMH, B pe3yJbTaTe dYero obpasyercs
OTPULIATENIbHO 3apsDKEHHBIA (DIYOPECLEHTHBIN KPAaCHUTeNb, KOTOPBIH OCTA€TCSl BHYTPH
kjetok. Ero dayopecueHyst ysenunBaeTcs Mpy CBSI3bIBAHUY ¢ KasblieM. Korna kieTku
HEK-293/P2X7 ctumynupytotcst Bz-ATP, Ca*" npoHukaer B KIeTKU U (JIyOpecLieHIHs
Fluo-8 NW yBenuumBaercs. Kpacurenp mMMeerT CHEKTp MOTJIOMIEHUS, COBMECTHMBIN C
BO30Y’KICHHEM Ha JJIFHE BOJIHBI 488 HM HCTOYHHKAMHU aprOHOBOTO JIa3epa, a JUTNHA BOJTHBI
€ro U3JIy4eHUsI HaXOAUTCs B nuana3one 515-575 am.

Knerkm HEK-293, crabunpHO TpaHchuumpoBaHHble pernentopom P2X7,

BBICEMBAJIM HA HOYb B MUTATENBHYIO cpeny B kKonudectse OT 10000 no 20000 kieTok/myHKa
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B 384-nynouHom mnanmere. Yepes 24 yaca cpeny ynamsym u kinetku npu KT B Teuenne
1 waca npeaBapuTensHO 3arpyxanu 20 mxi/nyHka Fluo-8 NW. 3arem npu momornu FLIPR
TETRA BBonmmm 10 MKJ//JTyHKa UCTIBITBIBAEMBIX COSTMHEHUN M STAJIOHHOTO aHTarOHKCTA
A438079 B 3X-KOHLIEHTpALUU U OTCIEXKHUBAIM KUHETUYECKUN OTBET B TEUEHME IISITU
muHyT. [Ipn momomu FLIPR TETRA npoBogunu BTOpYrO HHBEKLMIO 15 MKI/nmyHKa 3X
stanonHoro akruBatopa (Bz-ATP B ECgy) u peructpupoBanu CHUrHajg HCITyCKaeMOU
¢yopeciieHINY B TeUE€HUE TPEX NOMOTHUTENBHBIX MUHYT. Bce SKCcrieprMeHTsI POBOAMIIN
B Oy(epe /U aHaIM3a ¢ HU3KUM COMEpKaHUeM JBYX BaJleHTHBIX kKaTroHoB (0,3 MM Ca®' u
0 MM Mg®"). JlelicTBME WCMBITHIBAEMbIX COEIMHEHMI H3MEPSIM KaK MPOLEHT
WUHIMOMPOBaHMS MO CPABHEHHIO C OSTAJOHHBIM AHTArOHHCTOM M COOTBETCTBEHHO
paccunrtsiBau 3Hauenus1 1Cso. Huske npusenens! quanasonsl aktuBHOCTH A, B, Cu D, rne
A cocraBisier <200 HM; B cocraBnsier 200 HM-1 mMxM, C cocrasisier 1-10 mxM, D

cocrasisieT 10-30 MxM.

P2X7 yenoseka P2X7 mbimu P2X7 kpbichl
HpnMep (anazoH aKTHBHOCTH, (ana3oH aKTHBHOCTH, (AuarnazoH aKTHBHOCTH, CM.
CM. BbIIIIe) CM. BBIIIIE) BbIIIIE)

1 C C B

2 B B

3 A B A

4 B C B

5 B C A

6 B B A

7 A B A

8 C C C

9 B B A
10 D C B
11 A B A
12 A A A
13 D D D
14 A A A
15 A C A
16 B C B
17 B C A
18 A C A
19 C D B
20 D D D
21 C D C
22 D D D
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P2X7 kpbIcbI
(Lmanaaon AKTHBHOCTH, CM

BbIIIIe)

P2X7 mbpiaiu

(auana3oH AaKTHBHOCTH,
CM. BbIlIe)

P2X7 gyenoBexa

CM. BbIllIe)

(;manaao]—[ AKTHBHOCTH,

IIpumep

23
24

25
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37

38
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40
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42
43
44
45
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S0
S1
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53
54
5§
56
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59
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68
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P2X7 yenoseka P2X7 mpimu P2X7 kpbIcbI
HpnMep (AMana3oH aKTHBHOCTH, (auana3oH AaKTHBHOCTH, (IMATIA30H AKTUBHOCTH, CM.
CM. BbIllIe) CM. BbIlIe) BbIIIIe)
69 A B A
70 B C A
71 B C B
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®OPMYJIA U3OBPETEHUA
1.  Coenunenue crnenyromeii ¢opmyinl (I) wim ero dapmaneBTHUECKH TpHEMIIeMas

COJIb.

R/\r/ N‘N—-R1

RZﬁNﬂo
)
5 BKJIFOUAs! JIIOOYIO €ro CTepeOX MMHYIECKH M30MEPHYIO (hopMy, rie:

R mpencrasisier coboii apomaTtuyeckoe, aaudarudeckoe, reTepoapoMaTHUECcKOe
WM reTepoann(aTHuecKoe KOJbLO, HEOOsS3aTeNbHO 3aMELIEHHOe OJHMM WiIu Oolee
3aMECTHUTENISIMU, BHIOPAHHBIMU U3

rajioreHa,

10 C1-C4 ankuna, He0OsI3aTEIbHO 3aMELIEHHOTO OJTHUM WK O0Jiee raJoreHaMH;

R mpencrasnsier coboit C3-Cs LUKIOATKHI, HEOOS3aTENbHO 3aMEIEHHbIH OJHUM
unu Oonee ramorenamu, win C1-Cys ankuii, HeoOs13aTeIbHO 3aMEIEHHBIN OTHUM UM Oosiee
3aMCCTUTECILIMU, BbI6paHHbIMI/I 3.

rajioreHa;

15 OR3, rme R3 mpencrasmsier coboii H wmu Ci1-Cs4 ankun, HeoOs3aTENbHO
3aMEIIEHHBINA OMHUM HJIH 0OJIee rajJOreHaMu;

rpymmnel NR4Rs, rone R4 m Rs mpencrasmsror coboit H mma Ci-Cs ankwn,
HeO0s13aTEIBbHO 3aMEIEHHBIA OHUM HIIA 00JIee rajloreHaMM,

C3-Co muk0akmuia, HeoOsI3aTENLHO 3aMEIIIEHHOTO OHUM HITH OO0JIee rajloreHaMu;

20 (beHIIBHOTO KOJIbI[a, HEO0S3aTEIPHO 3aMEIEHHOTO raJIOTeHOM;

n paBHO | My 2; NpeanoOYTUTENBHO N PABHO 1

R, BbIOpaH M3 apOMAaTHYECKOrO, reTePOAPOMATHYECKOro, air(aTuvyeckoro u
rerepoanuaTuyeckoro  MOHOIMKJIMYECKOrO WM OWIMKIMYECKOrO  KOJIbIIA,
Heo0s13aTeIbHO 3aMEIIEHHOTO OJHUM KT O0Jiee 3aMECTUTENISIMU, BHIOPAHHBIMU U3

25 rajoreHa,

C1-C4 anknna, He0Os3aTEIBHO 3aMEIICHHOTO OJTHUM TN O0Jiee raJIoTeHaMMU, U
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reTepoapoOMaTHIECKOrO KOJIbIIA, HEOOs3aTeNbHO 3aMEIIEHHOrO0 OJHUM WM Ooee
rajoreHamu,

wn Ro mpencrasisier coboit -OH.

2. Coenunenue ¢popmynsl (I) mo . 1 unm ero gpapmaneBTHUECKH MpUEMIIEMast COJIb,
BKJIIOUAst JTIOOYIO €ro CTepeOXUMUYECKH H30MEPHYIO (POPMY, OTIHHAIOIIEECs TEM, UTO:

R mpencraBmser coboii  (eHws, NUPUAMHWI, LHUKJIOTEKCH, LUKJIOTENTHI,
NUNEPUIUHU W THUINEPasuHWI, HeoOs3aTeNbHO 3aMeIIeHHbIH OfHUM Wiu Oosee
3aMECTUTEJISIMH, BBIOPAHHBIMH U3

rayioreHa, npennoututesnbHo Cl u F;

C1-C4 anxwuna, mpeanodTHTENbHO METWIA, HeoOsA3aTeIbHO 3aMELIeHHOIO OHUM

wiy OoJiee rajJoreHaMu, MPeANnOUTHTENPHO METHIIA WIIH TPUPTOPMETHIIA.
3. Coenunenne ¢popmynsl (I) mo n. 1 wim ero papmaneBTHUeCKH MpuemMIeMasi COJb,
BKJIIOUast IOOYIO €ro CTePeOXMMUYECKH H30MEpHYIO (HopMy, OTiIndaromeecs TeM, 4To R
npenacrasiseT cobor C1-C4 ankui, mpeanovTUTEeIbHO METHIT WM 3THI, HeoOs3aTeNbHO
3aMEIeHHbIM:

OIHUM UJM OOJiee raloreHaMH, TPEIIOYTHTEBHO F,

C3-C4 UMKJIOANKWIOM, TPEATNOYTUTENIbHO LUKJIONPOMMIOM, HeO0s3aTebHO
3aMELIEHHBbIM [aJIOT€HOM, MpeAnouTHTeNbHO F, riu

(beHUITBHBIM KOJIBLIOM.

4. Coenunenne ¢popmyibl (I) mo m. 1 wim ero papmaneBTUYECKH TpUeMiIeMasi COJb,
BKJIFOUast JIOOYIO €ro CTePeOXMMHUYECKH H30MEpHYIO (opMy, OTIIHUaroLieecs TeM, 4To R
BbIOpAaH W3  apOMATHYeCKOro,  anu(aTH4ecKoro, reTepoapoOMaTHYECKOr0 WU
rerepoandaTiHiecKoro Kojblia, BeiOpanHOro u3 (enuna, C3-C; uuknoankmna, Ce-Cs
OMLMKIIOANKAHIIIA, MTUPUAWHIIIA, THUIIEPUANHIIIA, TETparuapodypaniia u MopGHoTuHMIIA,
I7ie YKa3aHHOE KOJbLO HeOOsS3aTEeNbHO 3aMELICHO OJHUM WIH 0ojee 3aMeCTUTENsIMHU,
BbIOpaHHBIMH U3 raJIOTeHA, FeTepOapOMaTHYECKOro KOJbLa, He00s3aTeIbHO 3aMeIEHHOTO
rasoreHom, u C1-Cy4 ankuia, HeoOs13aTeNIbHO 3aMEIEHHOr0 OJHUM MM OoJjiee aTOMaMu

rayoreHa, uian R, npencrassier coboii -OH.
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5. Coenunenne opmyisl (I) mo n. 1 wim ero papmameBTHUECKU MTpHEMIIEMAasi COJIb,
BKJIFOYasl JIFOOYIO €ro CTEPEOXUMHUYECKH U30MEPHYIO (POPMY, OTIMYAIOLIEECsS TEM, UTO:

R BeIOpaH u3 IWKIOrenTWIa, LMKIOTeKCHIa WiK (eHmna, HeoOs3aTenbHO
3aMeLIeHHOro OHIM 1t Hostee ramoreHamu, npeanoyrutesibHo F i Cl, C1-Cy4 anxuiom,
NPEANOUTHTEIHHO METHJIOM, Heo0s13aTeIbHO 3aMeIEeHHbIM raJiOreHOM,
MPENNOYTUTENBHO F,

R1 Be1Opan u3 C1-C4 ankuna, MpeArnoYTUTENIbHO METHIIA WITH 3 THJIA, He00s3aTeIbHO
3aMEIeHHOr0 OJHUM WM Oonee ramoreHamu, npeanouturenbHo F;, wmmm C3-Cy
LMKJIOAJKWIA, — TPEANOYTUTENbHO LUKJIONPONMIA, HEeOoOsS3aTeNIbHO — 3aMELIEHHOTO
rajloreHOM, NPEANOUTUTENbHO F, Wi GeHUITbHBIM KOJIBLIOM;

n paBHO | UK 2; NpeANIOYTUTENBHO N PaBHO 1.

R2 BBIOpaH u3:

- (QeHuna, HeoOs3aTeNPHO 3aMEINEHHOTO OJHHM HIIM OoJiee 3aMECTHTEISIMH,
BbIOpaHHbIMU U3 rajioreHa, npeanouyrutensHo F wnmum Cl, C1-C4 ankwmia,
HEoOs13aTeIbHO ~ 3aMEIIEHHOTO  OJHUM  MWJIM  0OOjiee  rajioreHamm,
NnpeANnOYTUTEIIBHO F, U MUpUMHUOWHHAIIA, HCO6$[33T6.III:>HO 3aMECUIICHHOI'O OAHUM
wiu OoJiee raJloreHaMu, MPeanoYTUTEbHO F;

- TUPUAMHWIA, HeoOs3aTeNbHO 3aMenieHHoro oxHuMm uin  Oonee Ci1-Cy
AJIKWJIaMUy, IPEAIIOUTUTEIIbHO METUIIOM, HeO6$I3aTeJIbHO 3aMEIICHHbIM OJHUM
v OoJiee raloreHaMu, MPeanoYTUTENLHO F;

- MUIEePUANHUIA, HeOoOs3aTeNIbHO  3aMELICHHOTrO C1-Cq4 AJKUIIOM,
MNPEANOYTUTEIIbHO MCTUJTIOM,

- LUKJIOTeKCWIa, HeoOs3aTeNbHO  3aMELIeHHOr0  OOHUM  Wid  Oojee
3aMeCTUTENISIMUA, BBIOpAHHBIMH W3 rajoreHa, npeanodrutresbHo F, Ci-Cyu
aJIKWJIa, TIPEATNIOYTUTEIBHO METHIIA, HEOO0S3aTeIbHO 3aMEIIEHHOTO TaJIOr€HOM,
MPEANOUTUTENBHO F;

- LUKJIOMPONWIA, LHUKJIOMEHTHJIAa WM  [MKIOTeNTHIA, HeOoOs3aTeNbHO

3aMEeIIeHHOrO OJTHUM MM O0Jjiee raJioreHaMu, MPEAnoYTUTENbHO F
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- TerparuapodypaHua,;

- MopdonuHMIa, Heods3aTenbHO 3aMenieHHoro omHuM win Oomee Ci1-Cy
AJIKAJIAMH, TIPEINOYTUTEIEHO METHIIOM,

- Oummkio[3.1.0]rekcan-3-mna;

- crnupo[2.5]okTaH-6-ma, HeoOA3aTeIbHO 3aMELIICHHOT'O OJTHUM MK OoJiee
rajoreHamu, npeanoYTUTeNpHo F,

- -OH.

6.  Coenunenue ¢opmynsl (I) mo . 1 unm ero ¢gapmareBTHUECKU MpUEMIIeMasi COJIb,
BKJIIOUAst JTIOOYIO €ro CTepeOXUMUYECKH H30MEPHYIO (POPMY, OTIIMHAIOIIEECs TEM, UTO:

R HesaBucumo BbIOpaH M3  LUKJIOreKcwna, 4,4-IupTOPLHKIOTEKCHIA,
uKJIorenTuia, 2-xyuop-6-gropdenuna, 2-xmnop-4-propdenmna, 2-propdenuna, 4-
dropdennna, 2-xnopdenuna, 2-TpudropmernindeHuna;

R; He3aBucMMO BbIOpaH M3 BOAOPOAA, MeTHJIA, 3TWia, 2,2,2-TpuUTOpITHIIA,
LUKJIONpONUIMeTIa, OeH3una, 3,3,3-rpudropnponuna, 2,2-1udTopaTuIa;

n paBHO | Uiy 2; NpeanoYTUTENBHO N PABHO 1

R, HesaBucumo BbiOpaH u3 4-¢propdhenmna, 2-xjop-6-propdenuna, 2-
Tpudropmermndenmia, 2-xnop-S-(5S-propnupumunus-2-un)dennna, 2-MeTUIMHPUAHH-3 -
wia, 1uKiIorekcwna, 4,4-muTopHuKIorekcuia,  3,3-IupTOpUUKIONeHTIa, 6,6-
nudTopOunmkiio[3.1.0]rekcan-3-mna, 4-(TOPIHUKIOTeKCHUIa, 4-
TPUPTOPMETHIIIIUKIIOTEKCHIA, [MKJIOTeNTHa, 2-(TpudTOopMeTHN)Iupuana-4-una, 4-
cnupo[2,5]okran-6-wna,  4,4-IUMETWIIMKIIOTeKCHIa,  Terparuapodypan-2-wma, 1-
METWINMUNEPUANH-2-WUJIA, Mop(OJTMHIIA, 2,2-TUMETHIIUKIIOTEKCHIIA, 3,3-

auMeTuIMopgoIrHmMIa, LuKIorenTiwiMermia u -OH.

7. Coenunenue ¢popmyisl (I) mo n. 1, BEIOpaHHOE U3 IPYMIIbIL, COCTOSLIECH U3:

IIpumep Ha3sanue no Homenkaarype IUPAC
5-(2-xnop-6-propoenzmn)-4-(4-propoenzmn)-2-meTnn-2,4-
1
auruapo-3H-1,2 4-tpuazon-3-oH
2 5-(2-xn0p-6-propbeH3mn)-4-(IIMKIOreKCHIMETHIT )-2-MeTHII-2,4-
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IIpumep Ha3sanue no Homenkarype IUPAC
quruapo-3H-1,2 4-tpuazon-3-oH
3 5-(2-xnop-6-propbensmn)-4-((4,4-1ud TOPLUKIOTEKCHUIT ) METHIT ) -
2-metun-2,4-purunpo-3H-1,2 4-rpuazon-3-ox
4 5-(2-xnop-6-¢propbensmn)-4-((3,3 -1u TOPLUKIOTIEHTHI )METHII )-
2-metun-2,4-purunpo-3H-1,2 4-rpuazon-3-oxn
5 5-(2-xnop-6-propbensmn)-4-((6,6-nudTopounmkmno[3.1.0Jrexcan-
3-win)metin)-2-metmi-2 4-muruapo-3H-1,2 4-rpuason-3-oH
6 5-(2-xnop-6-propoensmn)-4-((4-PTopLUUKIOreKCHIT)METHIT )-2-
MeTuiI-2,4-puruapo-3H-1,2 4-tpuason-3-oxH
5-(2-xnop-6-propbenzun)-2-merun-4-((4-
7 (TpudTOpMeETHI)IMKIIOTeKCHIT)MeTH)-2,4-murunpo-3H-1,2 4-
TpUa30JI-3-0H
3 5-(2-xnop-4-propoenszun)-4-(4-propOensun)-2-merTun-2,4-
auruapo-3H-1,2,4-tpuason-3-ox
9 5-(2-xnop-4-¢ropOeHsmn)-4-(LUKIOreKCUIMETII )-2-MeTHII-2,4-
auruapo-3H-1,2 4-tpuazon-3-oxH
10 5-(2-xnop-4-¢ropdensmn)-4-((3,3-AnpTOPLUKIOTEHTHUI )METLI)-
2-metun-2,4-nuruapo-3H-1,2 4-rpuaszon-3-oH
1 5-(2-xn0p-4-¢propOensmn)-4-(IUKIOreNTHIMETHIT )-2-MeTHII-2,4-
auruapo-3H-1,2,4-tpuason-3-ox
12 5-(2-xnop-6-propoeH3mn)-4-(UKIOreNnTHIMETH )-2-MeTHIT-2,4-
auruapo-3H-1,2 4-tpuazon-3-oH
5-(uukaorekcunMeTn)-2-meTin-4-((2-
13 (Tpudropmermn)upunuH-4-mn)metun)-2,4-nuruapo-3H-1,2,4-
TpUa30Ji-3-0H
14 5-(2-xnop-6-propoerzmn)-2-merun-4-(crnupo[2.5 JokTaH-6-
wimernn)-2,4-nurunpo-3H-1,2 4-tpua3on-3-oH
15 5-(2-xnop-6-propbensmn)-4-(2-(4,4-1upTOP IMKIOTSKCUIT)ITHII)-
2-metun-2,4-nuruapo-3H-1,2 4-tpuaszon-3-ox
5-(2-xnop-6-propbensmn)-4-(2-(4,4-
16 AUMETHILMKIOT€KCHIT )3T )-2-MeTHI-2,4-nurunpo-3H-1,2 4-
TpUa30JI-3-0H
17 4-(LIMKJIOT €K CUIIMETHI )-2-MeTHII-5-(2-(Tpud TopMeTIIT) O eH3 M) -
2,4-puruapo-3H-1,2 4-tpuazosn-3-oH
18 4-((4,4-mu TOPLUKIIOTEKCHIT)METHII)-2-MeTHII-5-(2-
(Tpudropmermn)densmn)-2,4-quruapo-3H-1,2 4-tpuazon-3-oH
19 4-((3,3 -mu TOPLUKIIOTIEHT I )M ETHIT )-2-MeTHII-5-(2 -
(rpudropmermn)densun)-2,4-muruapo-3H-1,2 4-rpuazon-3-oH
20 5-(2-xnop-6-propOenzmn)-2-merun-4-((Terparuapodpypan-2-
wn)meTin)-2,4-nuruapo-3H-1,2 4-tpuaszon-3-on
21 5-(2-xnop-6-propbensmn)-2-merun-4-(( 1 -meTrnnunepuH-2-
wn)metin)-2,4-nuruapo-3H-1,2 4-tpuaszon-3-oxn
2 5-(2-xnop-6-¢propbensmn)-2-mMeTuin-4-(2-MopQ OMUHOI THI )-2,4 -
auruapo-3H-1,2 4-tpuazon-3-ox
23 4-((2,2-mIMe T KIIOT€KCUIT)METHI ) -2-MeTHII-5-(2 -
(rpudropmernn)densun)-2,4-muruapo-3H-1,2 4-rpuazon-3-oxn
24 4-(2-xn0p-6-¢pTopOeH3MI)-5-( LUKIOTeKCHIIMETII )-2-MeTHIT-2,4 -
auruapo-3H-1,2 4-tpuazon-3-oH
25 5-(UMKJIOTeKCHIMETIIT)-2-MeTHIT-4-(2-(Tprud TopMeTrin) O eH3nII)-
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IIpumep Ha3sanue no Homenkarype IUPAC
2,4-puruapo-3H-1,2 4-tpuasosn-3-ox
26 4-((4,4-mud TOp LUKIIOTEKCIIT)METHII)-5-(2 -pTOpOe H3 M) -2 -
Metui-2,4-puruapo-3H-1,2 4-tpuazon-3-ox
27 4-(uKorekcunMeTn )-5-(2-gropdbensmn)-2-meTmn-2,4-
quruapo-3H-1,2 4-tpuazon-3-ox
)8 4-(MKJIOT€NTUIIMETII )-2-MeTHII-5-(2-(TpudTopMeTrin )0 eH3 1) -
2,4-puruapo-3H-1,2 4-tpuason-3-ox
29 4-(2-xnop-5-(5-proprupumMunnH-2-mn)oeH3mn)-5-(4-
bropbensmi)-2-meTmn-2,4-nquruapo-3H-1,2 4-tpua3on-3-oH
30 5-(2-xnop-6-propbensmn)-4-(2-(3,3 -numeTuIMOpPHONUHO)ITHI) -
2-metuin-2,4-nuruapo-3H-1,2 4-rpuaszosn-3-oxn
31 5-(uukaorekcuIMeT)-2-MeTiiI-4-((2 -MeTHIIUPUIUH-3 -
wn)meTrn)-2,4-nuruapo-3H-1,2 4-rpuaszon-3-oxn
3 4-((2,2-1MMeTUILUKIOr €KCUIT)METHI )-5-(2-pTopOeH3 mn)-2-
MeTui-2,4-npuruapo-3H-1,2 4-tpuazon-3-ox
33 5-(2-xn0p-6-propbenzmn)-4-((2,2-AMMETHIILIKIIOTEKCHUIT)METHIT ) -
2-metun-2,4-nuruapo-3H-1,2 4-tpuaszon-3-oH
34 5-(2-xn0p-6-¢ropbensmn)-4-((4,4-1uTOPLUKIOTEKCHUIT)METHII )-
2-5tun-2,4-nurunapo-3H-1,2,4-rpua3on-3-oxH
35 5-(2-xnop-4-propoenzun)-2-meruin-4-(crnupo[2.5 JokTaH-6-
wimerun)-2,4-murunpo-3H-1,2 4-tpuazon-3-ox
36 5-(2-xnop-4-propbenszmn)-4-(2-(4,4-1upTOP LIMKIOTEKCUIT)ITHII)-
2-metun-2.4-gurunpo-3H-1,2 4-rpuazon-3-on
37 4-(uknorentuametun )-5-(2-¢propOensmn)-2-metun-2,4-
auruapo-3H-1,2 4-tpuazon-3-ox
4-(2-xn0p-5-(5-pTopnupumMuanH-2-un)OeH3m)-5-
38 (umkyoreKCUNIMeTI)-2-MeTui-2,4-qurunpo-3H-1,2, 4-tpuazon-3-
OH
39 4-(2-(4,4-mn TOPLUKITIOTEKCHIT )3 THIT ) -2-MeTHII-5-( 2-
(rpudropmermn)densun)-2,4-muruapo-3H-1,2 4-tpuazon-3-ox
2-meTun-5-(2-(rpudropmerin)oen3mn)-4-((4-
40 (TpUGTOPMETIIT)IUKJIOTeKCHIT)METHI)-2,4-murunpo-3H-1,2 4-
TpUa30JI-3-0H
5-(2-xnop-4-propdensmn)-4-(2-(4,4-
41 AUMETHJIIMKIOT€KCHIT )3T ) -2-MeTHI-2,4-nurunpo-3H-1,2 4-
TPpUA30J-3-0H
1 5-(2-xn0opben3mn)-4-((4,4-1ud TOP IUKIIOTEKCHIT ) METHIT )-2-METHJI-
2,4-puruapo-3H-1,2 4-tpuazosn-3-oH
5-(2-xnop-6-pTopbensun)-2-(uuknonporrimeTi )-4-((4,4-
43 AU TOPILUKITIOTeKCHIT)MeTHN )-2,4-nuruapo-3H-1,2 4-tpua3zon-3-
OH
44 5-(2-xnop-6-¢propbensmn)-4-((4,4-1ud TOPLUKIOTEKCHIT ) METHIT ) -
2-(2,2,2-tpudropatun)-2,4-muruapo-3H-1,2 4-rpuazon-3-on
45 4-(2-(4,4- UM THITUKJIOTEKC T )3 THUT)-5-(2-pTopOen3mn)-2-
MeTui-2,4-nquruapo-3H-1,2 4-tpuazon-3-oxn
46 4-(2-(4,4-mu TopUHKIOTeKCUIT )3 THIT)-5-(2-PpTOp Oe H3 M) -2-
MeTu-2,4-puruapo-3H-1,2 4-tpuazon-3-oH
47 5-(2-¢propbensmn)-2-metun-4-(ciupo| 2.5 JokTan-6-mnmernn)-2,4-

nuruapo-3H-1,2 4-tpuazon-3-ox
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IIpumep Ha3sanue no Homenkarype IUPAC
48 2-metun-4-(crupo[ 2. SJokTan-6-unmernin)-5-(2-
(rpudropmernn)densun)-2,4-muruapo-3H-1,2 4-rpuazon-3-ox
49 4-(2-(4,4 -mUMETHILU KJIOT €K CHIT )3 THUIT)-2-MeTHII-5-(2-
(tpudropmernn)densnn)-2,4-murunpo-3H-1,2 4-rpuazon-3-ox
2-0eH3ui-5-(2-xaop-6-gropoenzmn)-4-((4,4-
50 mudropruknorekcum)mernn)-2,4-murunpo-3H-1,2, 4-tpuazon-3-
OH
5-(2-¢propbenzmn)-2-metun-4-((4-
51 (TpudTOpMETHI)IMKIIOTeKCHIT)METH)-2,4-murunpo-3H-1,2 4-
TpUa30JI-3-0H
5-(2-xnop-4-propbenszun)-2-merun-4-((4-
52 (TpudTOpMETHI)IMKIIOTeKCHIT)MeTH)-2,4-murunpo-3H-1,2 4-
TpUa30JI-3-0H
5-(2-xnop-6-propoben3mn)-4-(2 -ru IpOKCUITII)-2-MeTHII-2,4-
53
auruapo-3H-1,2 4-tpuason-3-ox
54 5-[(2-xnopdennn)merin]-4-(uukaorenTuiMeTn)-2-(2,2,2-
tpudropatun)-2,4-nuruapo-3H-1,2,4-rpua3on-3-ox
5-[(2-xnopderum)me T | -4-(IUKIOreNTHIMETHI )-2-MeTHIT-2,4 -
55
auruapo-3H-1,2 4-tpuazon-3-oH
56 5-[(2-xn0p-6-¢pTopdperun)meTtui]-2-meTrn-4-[(1-
MeTHIUKIorenTwn)Metu|-2,4-nurunpo-3H-1,2 4-tpuason-3-oxn
5-[(2-xnop-6-dpropdenun)merun]-4-[(4,4-
57 audropuukiorekcun)merun|-2-(3,3,3 -rpudropnpornn)-2,4-
auruapo-3H-1,2 4-tpuazon-3-ox
5-[(2-xnop-6-dpropdenmn)mernn]-4-[(4,4-
58 mudropuuknorekcun)MeTwi|-2-(2,2-nudTopaTiin)-2,4-Turuapo-
3H-1,2,4-rpua3on-3-oH
59 4-[(2-xnop-6-propdhenun)mMern|-5-(LUKIOTe I TUIMETHIT )-2-
MeTu-2,4-nquruapo-3H-1,2 4-tpuazon-3-oH
60 4-[(2-xnop-6-Ppropdhenun)mern|-5-(LUKIOTeITHIMETIIT )-2 -
stui-2,4-quruapo-3H-1,2 4-tpuazon-3-ox
61 4-[(2-xnop-6-propdhenun)mern|-5-(IUKIOTe I THIMETIT )-2 -
(2,2,2-tpudropstin)-2,4-murunpo-3H-1,2 4-tpuaszon-3-oxH
62 5-[(2-xnopdernmmernn]-4-[(4,4-mud TOPLUUKIOTEKCHIT ) METHI | -
2-(2,2,2-tpudropatun)-2,4-muruapo-3H-1,2 4-rpuazon-3-on
63 5-[(2-xnopdernmmernn]-4-[(4,4-1ud TOPLUUKIOTEKCHIT ) METHI | -
2-3tun-2 4-nuruapo-3H-1,2 4-rpuazon-3-ox
5-[(2-xnopdernm)me T ] -4-(LUKIOreNTHIME T )-2-3THI-2,4 -
64
auruapo-3H-1,2 4-tpuazon-3-oH
5-[(2-xnop-6-dpropdenmm)mernn]-4-[(3,3-
65 audTopuuKIoneHTHI )MeTw | -2-3Tun-2,4-nurunpo-3H-1,2 4-
TPUA30JI-3-0H
5-[(2-xn0p-6-¢pTopdernn)meTr | -2-(LIUKIOMPOTTHIMETIIT )-4-
66 [(3,3-mudTopunknonenTun)metwi | -2,4-nuruapo-3H-1,2 4-
TPUA30JI-3-0H
67 5-[(2-xnop-6-¢pTopdernn)meTi |-4-(IUKIOr e THIMETHI )-2-
(2,2,2-rpudropstun)-2,4-muruapo-3H-1,2 4-tpuaszon-3-oH
68 5-[(2-xnop-6-¢pToppermn)mernin]|-4-[(1-meTunnunepun uH-2-

wn)metnn|-2-(2,2,2-rpudropstiin)-2,4-muruapo-3H-1,2 4-
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15

IIpumep Ha3sanue no Homenkarype IUPAC
TpUa30J-3-0H

5-(2-xnop-6-¢propbenzmn)-2-(uuknonponuameTin )-4-((4-

69 (TpudTOpMETHI)IMKIIOTeKCHIT)MeTH)-2,4-murunpo-3H-1,2 4-
TpUa30J-3-0H

4-[(2-xnop-6-proppenun)mernn]-5-[(4,4-

70 g TopIUKIOTeKCHIT)Me T | -2-(2,2, 2-TprdTopaTn)-2,4-

auruapo-3H-1,2 4-tpuazon-3-ox

4-[(2-xnop-6-proppenun)mernn]-5-[(4,4-

71 audTopuuKIoreKcu)MeT | -2-MeTii-2,4-nurunpo-3H-1,2 4-

TpUa30JI-3-0H

8. Cnocob monyuenust coequHenuss ¢opmyns! (I) mo m. 1, BKIrOYaroUmii peakiuio
coenuneHus popmyier (1I):
N\
R/\(/ N—R1
HN\<
o]
(1)
rae R u R; sBISOTCS TakuMu, Kak OINpPEAETCHO BBIIE, C COEAMHEHHEM

dopmynsr (1)
E2 S

XTHRR,
(i

rae Ry ¥ n SBISFOTCS] TAKMMM, KaK OMPeesIeHO Bbille, U X MPEACTABISET COOOU
NOAXOIAINYI0 YXOMSIIYK TPYINIy, W HeoOs3aTeNbHO MPEBPAILEHHE IOJYYSHHOTO
coenquHeHus: ¢opmysbl (I) B €ro aaIUTUBHYK COJb W/WIM TOJY4YEHHE €ro
CTePEOXMMUYECKH U30OMEPHBIX (POpM.
9.  ®dapmaneBTUYeCKass KOMIIO3UIMS, coaepxamasi coequaenne ¢popmysl (I) nmm ero
dapMaieBTHYECKH TNPHUEMJIEMYIO COJIb, BKJIKOYAs JIFOOYHO €ro CTepeoXUMHUYECKH
U30MepHyo ¢Gopmy, mo mm. 1-7, u dpapManeBTUIECKH MpHEeMJIEMbIi pa30aBUTENb W/ WU
HOCHUTETIb.
10. Coenunenue ¢popmyisl (1) mam ero ¢papmManeBTUYECKH MpUEMIIeMasi COJIb, BKJTFOYasT
MoOYI0 €ro CTePEOX UMHUYUECKH H30MEPHYIO POopMy, 1O I 1-7 AJis MPUMEHEHUs B KaUeCTBE
JIEKApCTBEHHOTO CPEACTBA.

11. Coenunenue ¢popmyisl (1) mam ero ¢papmManeBTUYECKH pUeMIIeMas COJb, BKITFOYAs
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moOyI0 ero CTepeoXUMHYECKH H30MEpHyH (opMmy, mo mm. 1-7 anms mpuMeHEeHHs Uis
J€YeHUsT COCTOSHUM WM 3a00NeBaHMH, BBIOPAHHBIX W3 COCTOSHHM WM 3a00JI€BaHHH,
ONOCPEAOBaHHBIX peuentopoM P2X7.

12.  Coenunenue ¢popmysl (1) uam ero ¢papmManeBTUYECKH preMIeMas COJb, BKITFOYAs
moOyI0 ero CTepeoXUMHYECKH H30MEpHyH (opMy, mo mm. 1-7 anms mpuMeHeHus is
NpopUIAKTHKY W/WIN JIEYeHUsT HEHpOJereHepaTHBHBIX, KOTHUTHUBHBIX, NCUXMYECKHX
PacCTPONCTB, HEHPOMATHUECKOH OOJTH, XPOHMYECKOH OOJH, BOCHAIUTENBHBIX MPOLIECCOB
OIOpPHO-ABUIaTENbHOTO  ammapara, (udpo3a Te4YeHH, pPAaCCTPONCTB  KEIyAOYHO-
KHUIIEYHOTO TPaKTa, pPAaCcCTPONCTB MOUEMNOJOBOW CHCTEMBI, O(TaIbMOJIOTHYECKUX
3a0ojieBaHuil, XPOHUYECKOW OOCTpykTuBHON Oonesnu Jjerkux (XOBJI), pakoBbix

3aboseBanuil u nponuepaTuBHBIX 3a00IeBaHUI.
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