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CITIOCOB ITOJIYUEHHM A KBATEPHU3HMPOBAHHBIX TTMPUJIA3SHMHOBBIX
IMPOM3BOJIHBIX

Hacrosituee n3o0peTeHrne OTHOCUTCS K HOBOMY Croco0y CHHTe3a TepOUIUIHBIX COSTUHEHUIN
Ha OCHOBe MupHpasvHa. Takue coenuHeHus U3BeCTHBI, Hampumep, u3 WO 2019/034757, u
CHOCOOBI TONYYEHUS TAKUX COENMHEHWH MM HMX TPOMEKYTOUYHBIX COCIUHEHHH TaKkKe
U3BECTHBI. Takue COeNWHEHHs, KaK MPaBHJIO, MOJYYalOT TOCPEACTBOM AJKHJIMPOBAHHS

MPOMEKYTOUHOTO COCAMHEHNA Ha OCHOBE MMUPUAA3WHA.

AJNKUIMpPOBaHUE TPOMEKYTOYHBIX COENWHEHWH Ha OCHOBE NHUPUAA3WHA H3BECTHO (CM.,
Hanpumep, WO 2019/034757), ogHako, Takol Criocod MMeeT psiJi HeMOCTaTKOB. Bo-TiepBbIX,
JaHHBIA MOIXOJ YaCTO MPUBOAUT K HECENIEKTHBHOMY AJIKHJIMPOBAHUIO MO JEOOOMY aTtomy
a30Ta MHPUAA3UHA M, BO-BTOPBIX, JJIS MOJYYEHUS HEOOXOIUMOTO MPOAYKTa Tpedyercs
JOTIOTHUTENIbHAST CJIOJKHASI CTAIusl OYMCTKH. TakuM o0Opa3oM, TaKOW MOAXON HE SIBIISIETCS
UJCAbHBIM JUII KPYIMHOMACIITAa0OHOTO TPOWM3BONCTBA, U, CJIENOBAaTEIbHO, HOBBIH, Oolee
s¢dexTuBHBIA CcOcO0 CHHTe3a HEOOXOAWM Il TOro, 4YTOObI M30eKaTbh BO3SHHUKHOBEHUSI

HEKeJIaTEJIbHBIX TOOOYHBIX MNpOAYKTOB.

HeoxunaHHO, Ha NaHHBIH MOMEHT aBTOPbI HACTOSINErO H300peTeHHs OOHApPYIKHIIH, YTO
MOXKHO M30€XaTh NOTPEOHOCTH B TAKOM HECEJIEKTUBHOM AJKMJIMPOBAHUH MyTEM MPUMEHEHHS
OTpENEeNIEHHBbIX MPOMEKYTOUHBIX COENUHEHHH Ha OCHOBE THIPa30HA, KOTOPbIE MOXKHO
npeBpalaTh B HEOOXOAMMBbIE TepOULIMIHbIE COCOMHEHUsS Ha OCHOBE MHUpUAa3HHA. Takoii
croco0 siBysieTcst Oojiee KOHBEPIEHTHBIM M XapPaKTEPU3YeTCs OYEHb BBICOKOH AaTOMHOM
5 (EeKTUBHOCTBIO, YTO MOXKET ObITh Oosiee 3KOHOMHUYECKH 3(PPEKTHBHBIM M MPUBOIUTH K

O6paSOBaHI/IIO MCHBUICTO KOJIUYCCTBA OTXOA0B MPOU3BOACTBA.

Takum 00pa3oM, B COOTBETCTBHM C HACTOSIIUM H300pPETEHHEM TPENyCMOTPEH CIoco0
nojydeHus: coenuHeHus: popmynel (I) M ero arpOHOMHYECKHM MPUEMIIEMOH CONH HIIH

L[BUTTEP-UOHHBIX (POpM:



A
8
+
NZ N><Q\Z
RV "R
@),
rae
5
A mpencraByisier coOOH O-4JIEHHBIH TreTepoapwi, BBIOPAHHBIA W3 TPYMIbI, COCTOSINEH H3
dopmyn A-I — A-VII, npuBeneHHbIX HUKE,
8 8 8 8
(R)p (Rp (R)p (R)p N
I Ny &)
X K N X
N)\f N SN N
Al Al Al AV
8
R')p Rp R')p
N N N
N | |
X A A
AV A-VI AVII
10 I7ie JIOMaHasi JIMHUsSI O0O3HAuaeT TOYKY MPUCOETUHEHUs] K OCTAJbHOW 4YacTH COCOMHEHHS
dbopmyel (I), p paBusiercs O, 1 unmu 2; u
R! mpencrasisier co50ii BOXOPOX MITH METHIT,
15 R’ npeacTaBisieT OO0 BOTOPOA WIIH METHIT,
Q npencrasisier co6oii (CR™R™)y;
m pasnsiercs 0, 1 wnu 2;
20

) 1 2 -
kaxapii m3 R'™ u R?® Hesasucumo BBIOpAH M3 TPYMIBI, COCTOSINEH U3 BOAOPOAA, METUJIA, —

OH u -NHj;
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Z Bwibpan wu3 rpymmsr, cocrosmeit w3 —CN, -CH,OR’ -CH(OR*)OR™), -
C(OR*(OR*™)(OR™), -C(0)OR", -C(O)NR®R 11 -S(0),0R"; rym

Z BbIOpaH W3 TPYMIbI, cocTosAer u3 rpynnsl Gopmyn Zy, Zy, Ze, Zq4, Ze M Zg, NIPUBEAESHHBIX

HIKE,
R5f R5f
R5 R5b O R5e o
/ 59
IS =Z \ / R
R5a o} ng
5¢ 5d
zb R R 2
Za Zc d
5f
Sf 5f R
5t R 5g R
R 0
o (o}
5h
5h O R
\(‘\O R \% 5h
R5h R
zZ, Z

rac JoOMaHasa JIMHHA 0003Ha4aeT TOYKY HNPUCOCOWHCHHSA K OCTaJIbHOH YacTH COEIMHEHUS

dopmysl (I); u
R’ npencrasmser coboit Boxopoxn miu -C(O)OR'™,
kaxcapii u3 RY, R* u R*® nesasucumo BbIOpaH u3 Ci-Ceankuna,

. 5a psh pSc psd pse B S 5h
kaxpii 13 R, R R™® R* R R* R¥ R u R™ nesasucumo Bbibpan u3 rpymmbi,

cocrosiei u3 Bogopona u C,-Ceankuna,

) 7 o
kaxpiii 13 R® u R’ HesaBuCHMO BbIGpaH M3 TPyImmbL, cocrosmeii u3 Bomopoma u Ci-

Ceankuna,

v 8 -
Kaxaplii R° He3aBHCHMO BBIOpaH W3 TpyNIbl, cocrosimeil u3 ramorena, -NH,, mermna u

METOKCH,

10 “
R BBIOpan u3 rpymnmel, cocrositeit u3z Bogopona, Ci-Ceankuna, Gpernna u OeHsuna; u
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10 “
R™ BriOpan u3 rpymmbl, cocrosimeii us Bogopona, Ci-Csankuia, Gperuna u GeH3ua,
IIPY 5TOM YKa3aHHBIN CIOco0 IpenycMaTpruBaeT

OCyLIEeCTBIIEHHE peakuuu coenuHeHust GopmyJs (IV):

H
A\AN/NXQ\ 7
RV “R?
(Iv),

rne A, Q, Z, R'uR? OIpenesieHbl B TaHHOM JOKYMEHTE,
¢ coenquHeHneM Gopmysl (V) uam

€ro CoJIb0 U N-OKCHIOM,;

17

15

R16

V),
rne
. 15 pl6 pl7 18 "
kaxabid 13 R, R, R™' u R™" He3aBUCUMO BBIOpaH U3 TPYIIIbL, COCTOSIIEH M3 rajioreHa, -
15 16agy 17 10
OR ™ -NR™R" " u -S(0),0R""; u/unu
o 16 17 18
R"” u R' Bmecre mpencrasmsor coboit =O mmm =NR'® w/mm R' u R'™ Bmecre
. 16
npencTasisioT co6oit =0 umm =NR ™, um
16
R" u R'® Bmecre ¢ atomom yIjepona, K KOTOPOMY OHHU TPUCOEIUHEHBI, 00pas3yrT 3-6-
YJICHHBIA TE€TEPOLMKIWI, KOTOPBIA cOAep>KUT 1 wiam 2 rerepoatoma, MO OTAENbHOCTH
BBIOpaHHBIE M3 a30Ta M KUCJIOPOAA; WIH
15 17
R™” u R"" BMecte ¢ aroMoM yriepona, K KOTOPOMY OHHU MPHUCOEOUHEHBI, 00pasyrT 3-0-
YICHHBI TE€TEPOLMKIINI, KOTOPBIM COAEepKUT 1 mnm 2 rerepoatoma, MO OTAEIbHOCTH
BBIOpaHHBIE M3 a30Ta M KUCIOPOAA; U

“ 15 -
Kaxbiii R He3aBUCHMO BbIOpaH U3 rpymibl, cocrosimeit u3 Bogopona u Ci-Ceankua,
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- 16 -
Kaxbiii R He3aBUCHMO BBIOpaH U3 rpymibl, cocrosimeit u3 Bonopona u Ci-Cgsankua,

v pl7 o
Kaxbiii R He3aBucuMO BbIOpaH U3 rpymibl, cocrosimeit u3 Bogopona u Ci-Cgankua,
¢ rosyueHneM coeauHenus: popmyusl (I).
B coorBercTBMM €O BTOPBIM aCIEKTOM HACTOSIIETO M300pETeHHs IPEeAyCMOTPEHO

COeMHEHWe, BBIOPAHHOE W3 TPYyMIbl, cocrosimeil w3 coenunHeHus ¢Gopmynsl (Ic) wu

coequHenus popmyssl (Id) umu X arpoOHOMUYECKH MPUEMJIEMOM COJTH,

NN
SN
S o
(Ic) (Id)

B coorBercTBHM ¢ TpEeTBHM AaCIEKTOM HACTOSALIErO U300peTeHHs] MPEeayCMOTPEHO

pOMeXKyTOUHOE coenuHeHue Gpopmyiinl (IV),
A N_ _Q
N~ >< ~z
RV R
av),

rae A, Q, Z, R! uR? OIpeNesIeHbl B TaHHOM JOKYMEHTE.

B cooTBeTCTBHM C 4YeTBEPTHIM AaCHEKTOM HACTOSIIEro HW300peTeHUs] MpeayCMOTPEHO

npumeHeHue coenunenns popmydel (II) ans nomyuenus: coennnenus popmyer (1),

(D,

rae AunyY OnpeAcCICHbI B TAHHOM JOKYMCHTEC.
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B cooTtBeTrcTBMHM C MSATBIM  aCIIEKTOM HaCTOAIECTO I/1306peTeHI/I$I JOIIOJIHUTCIJIBHO

MPeIyCMOTPEHO MPOMEKYTOUHOe coequHeHne Gopmysl (11-a):

(II-a),

rae A mpeacraBisieT coOOH O-4IeHHBIH reTepoapul, BbIOPAHHBIA U3 TPYIIBL, COCTOSIIEH W3

dbopmyn A-I, A-I1, A-II1, A-IV, A-V u A-VII, npuBeneHHbIX HUXKE,

Rp Rp ®p ®p
A | )
N
Al Al Al AV
®)p ®p
N N
N @k,
N AN
AV AV

I7ie JIOMaHasi JIMHUS O0O3HAYaeT TOYKY NPHCOSTUHEHHs] K OCTAJIbHOW YacTH COCOMHEHUS
8
dopmysl (I), p u R” onpenenens! B JaHHOM JOKYMEHTE;
14 .
RY® u RY nesasucumo BbIOpaHbl w3 rpynmbl, cocrosimerr u3  C,-Cgankuma, Ci-
Ceranorenankuna u GeHWNIA, WIN
13 14

R u R™ BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH NPUCOEIHMHEHBI, 00pa3yoT 4-6-4jIeHHOe
TeTEPOLMKIIMIBHOE KOJIBIIO, KOTOPOE HEOOS3aTeNbHO CONEPKHUT OAHMH AOTOJHHUTEIbHBIMI

reTepoaToM, OTAEIbHO BEIOPAHHBIN U3 a30Ta, KUCIOPOAA U CEPEL

B cooTrBercTBHM ¢ IIECTBIM AaCMEKTOM HACTOSIIEr0 HM300peTeHHs MPEayCMOTPEHO

npumeHeHne coenuHenus popmydsl (VI) ans noayuenuns coenunenus Gopmysl (1),

A/CH3

(VI),
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rae A omnpeneseH B JaHHOM JOKYMEHTE.

B cooTBercTBMM ¢ CEObMBIM aCHEKTOM HACTOALIEro M300pEeTeHUs MPEAyCMOTPEHO

npumeHeHue coenunenus popmydsl (II1) s nonyuenus coenunenus popmyast (1),

H

N Q
H,N” Nz

R1><R2

(1),

rae Rl, Rz, Q u Z omnpenenieHbl B JaHHOM JIOKyMEHTE.

IIpumensiemelii B t7aHHOM AokyMeHTe TepMHH "C-Ceankun" OTHOCUTCS K YIIIEBOJOPOAHOMY
pagukany ¢ OpsIMOM WJIM Pa3BETBJCHHOM LEMbIO, COCTOSIIEH HCKJIIOUYUTEIBHO U3 aTOMOB
yIJIepoAia U BOAOPOA, HE COAEp KAllel HEHACBILIEHHBIX CBI3€H, coaep:Kallell OT OJHOro A0
IIECTH aTOMOB yIJIepOAa, M KOTOpas IMPUCOEJUMHEHA K OCTaJbHON 4YacTH MOJEKYJbl C
nomoinpto  oguHapHOW cBsizn. C-Cjankun u  Cp-C,ankun  clieqyer HMCTOJKOBBIBATH
coorBercTByroINM oOpasoM. Ilpumepnr C;-Ceankmna BKIOUAIOT 0€3 OrpaHMYEHHs METHI,

STHII, H-TIPOTIWJL, 1-MeTHISTII (M30TIpOTTIIT), H-OyTHI U 1-AuMeTHITHI (mpem-0yTui).

IIpu ucnonb3zoBaHuu B AaHHOM JoKymeHTe TepMHUH "C-Cgankokcu" O3HauaeT paaukai
dopmyibl -OR,, roe R, npencrasnsier coboii Ci-CeankuiabHbIi pauKaj, KOTOPBIA B LIEJIOM
onpeneneH Bbime. [Ipumepnr C;-CsaIKOKCH BKJIIOUYAIOT 03 OrpaHUYEHHUS] METOKCH, 3TOKCH,

IPOTIOKCH, U30TIPOTIOKCH U Mpem-OyTOKCH.

Crnoco0 mo HacrtosimeMmy H300pPETEeHHI0O MOJKHO OCYILECTBISTh IOCPEACTBOM OTAENBHBIX
CTaI[I/Iﬁ cnoc06a, B KOTOPBIX HNPOMEXKYTOUYHBIC COCAUMHCHUSA MOKHO BBIACIATH HAa Ka’KIAOM
sTane. B kadecTBe anbTepHATHBBI CMOCOO MOXKHO OCYIIECTBISITH B BHIE OJHOCTAIMHHOMN
MPOLEAYPbI, B KOTOPOl TMOJYYEHHOE MPOMEKYTOUHOE COCIMHEHHE HE BBIIENAIOT. Takum
o0pa3oM, BO3MOKHO  OCYIIECTBIEHHE Crocoba IO  HACTOALIEMY  H300pETEHHIO

NEPUOANYECKUM HITH HEMPEPBIBHBIM 00pa3oM.

Coenunenust popmynsl (I) OyayT, kak TpaBUIO, MPEACTABIEHB B (POPME arpOHOMHYECKU
MPUEMJIEMON COJIH, LBUTTEP-HOHA WM arpOHOMUYECKH MPUEMJIEMOW COJIM LIBUTTEP-HOHA.
Hacrosimee wn3o0pereHne OXBaThIBA€T CHOCOOBI TOJYYEHHS] BCEX TAaKHUX arpOHOMHYECKH

MPUEMIIEMbBIX COJ'[G?I, LIBUTTEP-UOHOB U UX cMecell BO BCeX KOJIMYECTBEHHbBIX MponopLusix.
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Hanpumep, coennnenue gopmyinsl (I), rae Z npenycMaTpruBaeT KUCIOTHBIA MTPOTOH, MOXET
CYIECTBOBATh B BHJI€ LIBUTTEP-UOHA, YTO COOTBETCTBYET coequHeHuto popmyinsel (I-I), nmm B
BUJI€ arPOHOMMYECKU IMPUEMJIEMON COJIM, YTO COOTBETCTBYeT coeanHeHuto ¢opmys! (I-1I),

MOKAa3aHHOM HIKE,

Y1k

A
A
= Z

Il, |
S TN NI _a
N Nz Xy ~
R1><R2 N 1><2 ZH
R R
(1) &)

1 o . .
rae Y mpencrtaBisieT coOOi arpOHOMHYECKH MPUEMIIEMBI aHUOH, W | U k mpeacTaBisroT

HJIH

co0oH Lienble Yhca, KOTOpble MOTYT OBbITh BEIOpaHbI U3 1, 2 nnu 3 B 3aBUCUMOCTH OT 3apsifa

1
COOTBETCTBYIOLIErO aHMOHA Y .

Coenunenune dpopmysl (I) MOXKeT TakKe CYIIEeCTBOBATh B BUJE arpOHOMUYECKH MTPHEMIIEMOI
COJIM LIBUTTEP-MOHA, YTO COOTBETCTBYET coeanHeHuto Gpopmynel (I-111), mokazanHOH HIKE,

MY,

A
z

|
+
s N Q. .
Ve
RY R

(-1l

1 . o .
rae Y mnpencrasisier coOOM arpOHOMUYECKH MpUEMJIEMbIHl aHHOH, M mpezncrasisier coOoit

arpOHOMUYECKH MPHUEMJIEMbI KaTHOH (B IONOJHEHHE K KaTHOHY NMUPHOA3UHHS), W LEJbIe
yucna j, kK mw s moryr ObiTh BbIOpaHel u3 1, 2 wim 3 B 3aBHCUMOCTH OT 3apsiia

1
COOTBETCTBYHOILIETIO aHUOHA Y u COOTBETCTBYHOLIECTO KATUOHA M.

INogxonsmue arpOHOMHYECKH MpUEMJIEMblE COJNM 110 HACTOSIIEMy H300pETeHHIO,
TPENCTABICHHbIE AHHOHOM Y', BKIFOHUAIOT 03 OrpaHHYeHWs XJIOPUX, OPOMHZ, HOMMI,
¢dropun, 2-HadranuHCYIBPOHAT, ALETAT, AQUIAT, METOKCH/, STOKCHA, IPOMOKCUA, OYyTOKCHT,
acraptat, OeHsoncyiab(oHaT, OeHzoar, OukapboHar, Oucynbdar, Outaprpar, OyTuicynbgar,

Oyruncynbdonar, Oytupar, kamdopar, KamMcuiaT, Kampar, Kampoar, KarnpuiaT, KapOoHaT,
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uutpat, audocdar, smerar, IAUCHIAT, SHAHTAT, JTAHIUCYJIb(POHAT, ITAHCYJIb(POHAT,
stwicynbdar, ¢opmuar, ¢Qymapar, TIOLENTaT, TJIOKOHAT, TJIOKOPOHAT, TJyTamar,
riutepodocdar, renTaeKaHoar, reKcaieKaHoar, runpocynbdar, TUIPOKCH],
I'UAPOKCHHA(PTOAT, M3E€THOHAT, JIAKTAT, JIAKTOOMOHAT, JaypaT, MajaT, MajeaT, MaHJenar,
Me3WJIaT, METaHIUCYJIb(pOHAT, MeTHICYb(aT, MyKaT, MHPHCTAT, HANCHJIAT, HUTPAT,
HOHAJIEKaHOAT, OKTAaIeKaHOAT, OKCAJAT, MeJIAProHaT, IeHTaAeKaHoaT, MeHTaQTOPIPOIUOHAT,
nepxjopar, ¢ocdar, MPOMUOHAT, MPOMIICYJIb(AT, TPONUICYIb(OHAT, CYKIIUHAT, CyJb(arT,

TapTpaT, TO3WJIAT, TPUACIWIAT, Tpudar, TpudropaneraT, yHISUUIHHAT U Bajepar.

IMoaxonsiique KaTHOHBI, IPEICTaBICHHbIE B BUIe M, BKJIIOYAIOT O€3 OrpaHHuYEHUs] METaJUIbI,
COTPSI’KEHHbIE ¢ aMUHAMH KHCJIOTBl M OPTaHWYECKUe KATHOHBI [IpuMephbl MOIXOISIINX
METAJIJIOB BKJIKOYAIOT AJTIOMUHUMN, KaIbLUH, Le3UH, MEAb, JUTUN, MarHuii, MapraHel, Kajui,
HATpUH, kene30 W UUHK. [IpuMepbl MOAXOAAINX aMHUHOB BKITIOUAIOT AJUTHJIAMUH, aMMHAK,
aMUJIAMUH, apTUHUH, OeHeTaMuH, OeH3aTHH, OyTeHMIT-2-aMuH, OyTHITaMUH,
OyTWISTAHOJNIAMHUH,  IUKJIOTEKCHUJIAMHH,  JELWIAMHH, JUAMWJIAMHH, JIUOYTUJIAMUH,
OU3TAHOJNIAMUH,  AVSTWIAMHH,  JUAITHJIEHTPUAMUH,  JWTENTIJIAMHH, JIUT€KCUJIAMUH,
OUU30aMIJIAMUH, JUU3OMPONIJIAMUH, AUMETHJIAMUH, JTUOKTIJIAMUH, IUIPOMAHOJAMUH,
OUTPOTIAPTHIIAMUH, TUTIPOITUJIAMUH, JOJEIIAMUH, STAHOJIAMUH, STUJIAMUH,
STWIOYTUJIAMUH, STWICHAUAMUH, STIJITENTHJIAMHUH, STWIOKTUJIAMHH, 3THJIPONAHOJAMUH,
renTafeluiaMiuH, TeNTUJIaMUH, TeKCalelWJIaMUH, TeKCeHWJI-2-aMUH, TeKCUJIaMHUH,
reKCIITeNTHIIAMUH, T'eKCHJIOKTUJIAMUH, TUCTUVH, WH/OJIUH, MN30aMUJIAMUH,
n300yTaHOJAMKH, W300yTHJIAMUH, U30MPONAHOJAMUH, W30MPONMUIAMUH, JIW3UH, METJTIOMHUH,
METOKCHATUJIAMHUH, METHJIAMHUH, METHJIOYTUJIAMUH, METHIATHIAMUH, METHITeKCUIAMHUH,
METHJIM3O0MPOIUIAMUH, METHJIHOHWJIAMUH, METHUJIOKTAIEIUIAMUH, METHIEHTAIeUIaMUH,
mMopdonuH, N,N-TUITHIITaHOIAMUH, N-METHINUNEPAa3HH, HOHWJIAMUH, OKTAJIELUJIaAMUH,
OKTHJIAMHH, OJIEUJIAMUH, MTEHTaIeLIUJIAMIH, TIEHTEHUI-2-aMUH, (PeHOKCUATHUIIAMUH, TUKOJIIH,
MUMNEepPasvH, NHUIEPUANH, TMPONAHOJAMHUH, TNPONMWIAMUH, MNPOMWJIEHANAMUH, MHPUINH,
MUPPOJIUANH, BTOP-OyTUJIAMHH, CTeapJiaMUH, TaJUIOBBIH aMUH, TeTpaJelUIaMUH,
TpUOYTHIIAMUH,  TPUNCLUWIAMHUH, TPUMETHJIAMHH, TPUTCNTHIAMHH, TPUTEKCHJIAMUH,
TPUH300yTHIIAMUH, TPUU3ONELUIAMUH, TPUH3OIPOITHIIAMUH, TPUMETHIIAMUH,
TPUMCHTUJIAMHH, TPUNPOMIIAMUH, TPUC(TUIPOKCUMETHI)aMUHOMETAaH W VHICLHMJIAMHUH.
IIpumepbl MOAXOAAIIMX OPTraHUMYECKHX KATHOHOB BKJIFOYAIOT OEH3MITPUOYTHUIAMMOHUH,
OeH3unTpuMeTUIaMMOHMH, — OensmnTpudenmndochonuii, XoamH, TeTpaOyTHUIAMMOHUH,

teTpaOyTuipocoHuii, TeTpasdTUIAMMOHUH, TeTpadTuiadochoHull, TeTpaMeTHIAMMOHUM,
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TeTpameTuiIpochoHnH, TETPanpONUIaMMOHUH, teTpanponuidpochoHnH,
TpUOYTHIICY IbGOHUH, TpUOYTHIICY Ib( OKCOHUH, TPUSTHIICYIB(POHUH,
TPYBTHICYIb(POKCOHHHH, TPUMETUICYIb(POHNUH, TPUMETHIICYIb()OKCOHHH,

TPUIIPONIIICYIB(POHUIN U TPUTTPOIHICYIb()OKCOHUHN.

[Ipennoururenbhbie coenuHenus Gopmyel (I), rne Z mpeaycmarpuBaeT KUCIOTHBIN MPOTOH,
MoryT ObITh mpeacrasiensl B Buae audo (I-1), mubo (I-11). B cayvae coenunenuii Gpopmyibl
(I-IT) aKLeHT JearoT Ha COJBIX, B KOTOPBIX Y mpencrasisier coboii xtopuz, Gpomuxn, fioaux,
ruapokcun, OukapOonar, auerar, neHradTopnponuoHar, Tpuduar, Tpudropamnerar,
MeTHICYIb(baT, To3unar, Gensoar u Hutpart, rae j u k pasmsorcst 1. Ipexmournrensao Y'
npencTaBisier coboit  xyopupa, Opomuna, Homua, THAPOKCHI, OukapOOHAT, alerar,
TpudTOpaneraT, METWICYJIb(aT, TO3WIAT U HUTpPAT, rae | u k paBusrorcs 1. Hambomnee

1 N .
MPEINOYTUTENLHO Y TpeacTaBisieT coOoit xopun, rae j u k paBHsroTCs 1.

Takum obpasom, ecnu coenuHenne (opmynel (I) n3oOpakeHO B HAaHHOM HOKYMEHTE B
NPOTOHMPOBAHHOW (popMe, TO CHELMATHCTY B AAHHOH oOnacTh OyAeT MOHSTHO, YTO OHO
MOXET OBITh OTMHAKOBO IMPECTABICHO B HEMPOTOHUPOBAHHON WM COJIEBOH (hopMe C OTHUM

HJIK HECKOJIbKUMHU COOTBETCTBYHOIIUMHA IIPOTHBOMOHAMU.

Coenunenust popmyinsl (I), rme m pasnsiercss 0, MOTyT OBITH MPENCTAaBJIEHBI COEAMHEHUEM

dopmysl (I-Ia), moxasanHOM HITKe,

A
B
+
N4N><Z
RV “R?

(Hla)

rae R', R*, A u Z onpenenens! ast coenunenmuii gopmyisi (I).

Coenunenust ¢popmyinl (I), rme m paBHsiercst 1, MOTYT OBITh MPEACTABJICHBI COSNHMHEHUEM

dopmysl (I-Ib), mokazanHOM HUXKE,

R2b
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rre R', R*, R' R™, A u Z onpenenensi ast coemunenuii popmyisi (I).

Coenunenust ¢popmynsl (I), rme m paBHsieTcss 2, MOTYT OBITh NPEIACTABJICHBI COENHMHEHUEM

dopmysl (I-Ic), mokasaHHON HUXKe,

(Hc)

rre R', R?, R'™ R*™, A u Z onpenenensi ast coemunennii popmyas (I).

Coenunenus popmynst (1), rne Y mpencrasisier coboit Y-I, MOTyT OBITh MpencTaBlieHbI
coenuneHueM ¢opmysl (11-a), mokazaHHON HIXKE,
13
|
A /\/N\RM
(II-a),

13 14
rne A, R u R onpenenens! B JaHHOM TOKYMEHTE.

Coenunenust ¢popmyinnl (II), rne Y mpencrasusier coboii Y-II, Moryr ObITh mpencraBieHb

coenuHeHueM ¢opmyiel (I1I-b), mokaszaHHON HIKE,

AT X
OR1 4a
(II-b),

14
rae A u R onpeneneHsl B JaHHOM TOKYMEHTE.

Coenunenus ¢opmynsl (I1), rne Y npencraensier codoii Y-III, MoryT ObITh mpeacTaBlieHbI

coenuneHueM ¢opmysl (1I-¢), mokazaHHON HIXKeE,
/

(IT-c),

A

rae A OMnpeaAcICH B JAHHOM NJOKYMECHTE.
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Crnenuanucty B naHHON 00JacTu OyeT MOHATHO, YTO B ClIy4ae, Iie B COeAUHEHNH (POPMYJIBI
(II-b) R'* mpexcraBnser co6oii BOXOPOM, OHO MOXKET GbITh OZMHAKOBO MPEICTABICHO B
HENPOTOHUPOBAHHON WIJIM COJIeBOH (opMe C OAHMM WM HECKOJIBKUMH COOTBETCTBYIOLIMMHU
nporuBonoHamu. B ciyuae coemmuenns popmyn (II-Ib), (II-IIb) umu (II-VIIb), roe R'
npencTaBisieT coOOi BONOPOA, OENAIT AKLEHT Ha KaJbLUEBBIX, LE€3MEBBIX, JINTHEBBIX,

MarHMeBbIX, KaJIMEBbIX, HATPUCBbIX U HUHKOBBIX COJIAX.

Crnenuamicty B naHHOH obOnactu OymeT MOHSTHO, uyTo coenuHeHue Qopmyinbl (IV) moxer
CyliecTBOBaTh B Bune E- n/unu Z-uzomepoB. HacTosiee n3o0OpeTeHrne 0XBaThIBAET BCE TAKHE
M30MEpPBI M UX CMECH BO BCEX KOJMUECTBEHHBIX MPOMOPLIUSIX.

Hanpumep, coenunenue ¢opmynsr (IV) moxker ObITh H300pask€HO B MO MEHbIIEH mepe 2
pa3HbIX u30MepHbIX (popmax (coenunenue ¢opmyn (IV) mmu (IVa)), mokazaHHBIX HIKE.
Bbonee Toro, ornenbHbIE H30MEPHI WIIM TIPOMEKYTOUHBIE COEANHEHHSI, N300pasKEHHbIE HIKE,
MOTYT B3aMMHO INPEBPAINAThCS B TBEPIOM COCTOSIHMM, B PACTBOPE WJIM TOJ BO3ACHCTBUEM

CBECTA.

H
A
AwN/NXQ\Z WN
RV R

L

HN R
V) e
Q\
(IVa) z

B cnenymomeMm nepedHe NPENCTABJIEHbI ONMPENENeHHs, BKIHOYAKOIIUE MPEANOYTUTENIbHbIE
ompenenenns 1ust 3amectureneil m, p, A, Q, Y, Z, Z*, R', R%, R"® R® R’ R! R* R™ R’
R® R® R* R® R R¥ R R™ RS R, R®, R, R™™ R RM R“ R RS R!% RIS
R' RY, R' R'Y™ R¥ R¥, R* R*, R¥ co ccbuikoil Ha crnoco6 B COOTBETCTBHH C
HACTOSAINMM M300peTeHneM. [IpUMEHHUTENBHO K MIOGOMy U3 3THX 3aMeCTUTeNed Moboe u3
ONpeneNeHnl, NMPUBENECHHBIX HUKE, MOXKHO KOMOHMHHUPOBATbH C JIHOOBIM ONpeNeIeHHEM
moBOro ApPyroro 3aMeCTUTENs, NPHBENECHHBIM HWKE WIM B JPYTUX 4YacCTAX JAHHOTO

JOKYMEHTA.

A mpencraBiser coOO O-uJ€HHBIM reTepoapuil, BbIOPAHHBIA W3 TPYMIBI, COCTOSINEH W3

dopmyn A-I — A-VII, npuBeneHHBIX HUXKE,
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R)p Ro)p ®R)p (ﬁmN
SRS &)
Q N
Al A Al AN
®)p R)p ®R)p
N | I
N ™ ™
AV A-VI A-VII

r7e JIoMaHasi JUHUST 00O3HA4YaeT TOUYKY MPUCOETUHEHUS K OCTaJIbHONH YacTH COEIMHEHUS
dopmyinel (I), p paBusiercs 0, 1 wimm 2 (mpeamoururenpbHO p paBusiercs 0 wim 1, Gonee

5 NPEATIOYTUTENBHO P paBHsieTcs 0).

[IpennoururenbHO A TpeAcTaBisieT COOOH G-UIEHHBIN reTepoapil, BBIOPAHHBIN U3 TPYIIIIEL

cocrositeit u3 popmyn A-I, A-I1, A-III, A-IV, A-V u A-VII, npuBeneHHbIX HUXKE,

®p ®p Ro)p (ﬁwN
ST L )
N
\N/g’ KN XN SN
Al Al Al A-IV
®)p Rp
N N
N\ \
AV AV

10
r7e JIoOMaHasi JUHUS 00O3HA4YaeT TOYKY MPUCOETUHEHUS K OCTaJbHONH YacTH COEIUHEHUS
dopmyner (I), p paBusiercs O, 1 wmm 2 (mpeamoururenapbHo p paBasiercs 0 wim 1, Gonee

NPEATIOYTUTENBHO P paBHsieTcs 0).
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bonee mpennourutenbHO A mpeacTaBisieT coOOM O-uNieHHBIN reTepoapmi, BbIOpAaHHBINA W3

rpymnnsl, cocrosimed u3z popmyn A-la, A-Ila, A-Illa, A-IVa, A-Va u A-VIla, npuBeneHHbIX

HITKE,
N
(\IN NZ | z [/
X L§ N X
N)}‘ N N N
A-la A-lla A-llla A-NVa
NZ | =z IN
|
Na. S
A-Va AVla
5 r7e JIOMaHasi JIMHUsSI O00O3HAYaeT TOYKY MPUCOSIUHEHHUs] K OCTAJbHOH 4YacTH COEIMHEHHS
dopmysl (I).

Eme Gonee mpenmodrutenbHO A BBIOpaH U3 TpymIbl, coctosmei u3 gopmyn A-la — A-Illa,

MMPUBCACHHDBIX HHUXKE,

\N)Y KN N§N
10 Adla Alla Adllla

rae€ JioMaHasi JIMHHA 0003Ha4yaeT TOYKY NPUCOCOUHEHUSA K OCTaJIbHOH YacTU COEIMHEHUS

dbopmysr (I).

Haubonee npennouturensHo A npencrasisier codoit rpynmny A-Ia nim A-Illa.
15
1 . 1 o
R’ mpencrasnsier coOolf BOXOPOA MM METHJI, MPENNOYTUTENbHO R mpencrasisier coboit

BOJIOPOI.

2 . 2 o
R” mpencrasnsier coOol BOXOPOA MM METHII, MPENNOYTUTENbHO R” mpencrasisier coboit

20 BOZIOPOZ.

1. p2 .
B nmpennoururensHOM BapuaHTe ocyiiecTBieHus R™ u R” npeacrasisiror codoii Bonopon.
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Q npexcrasisier co6oit (CRR™),,. IIpexmoururensro Q mpencrasmser coboit CH.

m pasusercs O, 1 wmm 2, mnpenmoururenbHo m pasHsercs | wnm 2. HauOonee

MpeaAnOYTHUTEIIBHO M PABHACTCS 1.

v 1 2 -
Kaxcabiii 13 R'™ u R™ nesasucumo BbIOpaH U3 TPYIIBI, COCTOSINEH M3 BOAOPOAA, METHIIA, —
. 1 2
OH u —NH,. Bosiee npeanouturensHo kaxabii u3 R u R ® HesaBHCHMO BBIOpAH U3 IPYIIIIEL,
o la 2b
cocrosimei u3 Bogopoxa u mermina. Hamnbonee npennoururensno R u R™ npexncrasnsror

co0oii Bogopo.

Z Beibpan m3 rpymms;, cocrosmeii u3 —CN, -CH,OR’ -CH(OR*)OR™), -
C(ORM)OR™)(OR™), —C(0)OR", -C(O)NR’R” u -S(0),0R". IIpexnoururensHo Z Bbibpan
u3 rpymmsL cocrosimeii u3 —CN, -CH,OR’, —C(O)OR'’, -C(O)NRR” u -S(0),0R". Bonee
IpeAnouTHTENbHO Z BHIOpaH U3 rpymmbl, coctosmei s —CN, -CH,0OH, —C(O)OR", -
C(O)NH, u -S(0),OR". Eme Gosee mpennouTHTensHo Z BbIOPaH U3 TPYIIIBL, COCTOSMIEH 13
—CN, -CH,0H, —C(O)OR" u -S(0),0R". [laxe Gonee mpenmourntensHo Z BbIGpaH U3
rpymmbl, cocrosimeii u3 —CN, —C(O)OR' u -S(0),0R"™. Jlaxe Gonee npeamouTurensto Z
BbIOpan u3 rpynmsl, coctosimed m3 —CN, -C(O)OCH,CHj;, -C(O)OC(CHs);, —C(O)OH, -
S(0),OCH,C(CHs); u -S(0),OH. Ilpu stom ewe Oosiee mpeArnodYTHTENbHO Z BbIOpaH H3
rpymnbl, coctosimieit u3 —CN, -C(O)OCH,CHj;, -C(O)OC(CH3); u —C(O)OH. Hawubonee

npeanoututensHo Z npencrasisier coboit -CN mu -C(O)OC(CHj)s.

B anbrepHATUBHOM BapuaHTE OCYIIECTBJICHUS Z BBIOpPAH M3 TPYIIIbI, COCTOSLICH U3 TPYIIIIbI

bopmyn Zy, Zy, Zc, Z4, Ze ¥ Zs, NIPUBEIEHHBIX HIKE,
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R5f R5f
Rs R5b O Rse o
R5a O ng
5¢ 5d
i z, R R .
a [ d

R 5t R
5 R59 R
R R™
o)
0 o
5h
5h
\2\0 R \%O gon R
R
zZ, Z
rae JoMaHasl JMHUS OOO3HAa4aeT TOYKY MPUCOCOUHEHHS K OCTAIbHOW YacTH COEIMHEHHsI
dopmynsl (I). [IpennoururenbHo Z BBIOPaH U3 TPYIIBL, COCTOSIINEH U3 TPYIIbl GOpMyT Z,,

Zy, Z4, Zo n Zr. bonee mpennouTUTENbHO Z BBIOPAH W3 TPYIIIBL, COCTOSINEH W3 TPYIIIBI

bopmyn Zy, Zg v Ze.

B npyrom BapuaHTe OCYILIECTBJICHHs HACTOSIIEro u300pereHus Z MpeAcTaBisieT cOOOH —
10 10 o
C(O)OR™, u R mpencrasisier coboit Bomopox uim C,-Ceankun. IlpepmoururensHo Z

npexnctasisier codoit -C(O)OC(CHs)s.

B npyrom BapuaHTe OCYIIECTBJIEHHsI HACTOSIIErO H300peTeHuss Z BbIOpaH W3 TPYIIIbI,
cocrosimeii u3 —CN, -CH,OH, —C(O)OR'Y u -S(0),OR", wmn Z BeiGpan w3 rpymmsi,
cocrosited u3 rpynmbl Gopmyn Z,, Zg u Z.. IlpennoututenbHO Z BBIOpAH W3 TPYIIIHL
cocrosimeii us —CN, -CH,OH, ~C(O)OR™, -S(0),0R '’ u -CH=CH,. Bosee mpeanouTHTensHo
Z npexcrasisier co6oii -CN mwm ~C(O)OR ™.

-~ - 2 w
CHeL[I/IaJ'II/ICT B JaHHOHU 00JIaCTH TEXHUKHU IIOMMET, UYTO 4 , IPUBEACHHDBIN HUXKE, MPECACTABIIACT
coboii Pa3HOBUAHOCTD Z AJI1  KOHKPETHBIX BAPHUAHTOB OCYIHECCTBJICHUA HACTOALICTO

U300peTEHHS.

Z* npencrasisier co6oii -C(O)OH umu -S(0),OH. IpenmnoururensHo Z° mpencrapiuser coboii

-C(0)OH.
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R’ mpencrasmster coGoii Bomopox mim -C(O)OR'™. TIpemmournrenso R’ mpencrasmsier

co0oii Bogopo.

Kaxcaerit 3 RY, R* u R mesasucumo BbiOpaH u3 C;-Csankuna. [IpennodTuTenbHo KaxKablil

w3 R*, R* u R*™ npencrasnsier coboii MeTw.

Kaxnpeii u3 R°, R® R® R, R R* R¥ R*® u R™ nesaBucumo BbIGpan u3 rpymmsi
cocrosiedt u3 Bomopona u C;-Ceankuia. bonee npeanoyTUTEIbHO KaXaAbld U3 R’, R R
R* R R R R® u R™ nesasucumo npexcrasmser coboii Bogopox wiu metii. HanGosee
npeanoyTHTebHO Kaxabit u3 R7, R® R™® R* R R* R R’® u R™ npencrasusier coboit

BOJIOPOI.

Kaxaeii 13 R® u R’ HesaBucumo BBIOpaH W3 Tpynmbl, cocrosimeid u3 Bomopoma u C-
o 6 7 o
Coankuna. [TpennouturenbHo kaxapiid u3 R” u R’ He3aBucumo npexacrasinsier codoit Bomopon

. 6. n7 .
w Mett. Hanbonee mpennouturensHo kaxnbiil u3 R u R’ npencrasnsier coboii Bomopon.

- 8 )
Kaxnpiit R” He3aBucHMO BBIOpaH M3 TIpymIbl, cocrosimed u3 ramoreHa, -NH,, meruna u
8 .
merokcu. IIpenqnoururensuo R™ npencrasnser coboil rajoreH (MpeanoYTHUTEIBHO XJIOP WUIIH
8 .
Oopom) wnu wMerwi bonee mnpeanouturensHo R mpencrasisier  coboil  rajoreH

(MpenmnoYTHTEIHHO XJIOp KU OpOM).

RY Bbibpan m3 rpymmbl, cocrosimeii u3 Bomopoma, Ci-Ceankmia, deHmna 1 OeH3HIa.
10 “

IIpennoururensuo R BeIOpaH u3 rpymmel, coctosuien u3z Bopopona u Ci-Cesankuna. Bonee
10 w

NPEANnOYTUTENIHHO R BBIOpaH M3 TpPYMIbL, COCTOAIIEH W3 BOXOPOAA, METHJA, OSTHIIA,

U30TPONIIIA, 2,2-TUMETHINPONIIIA U mpem-0yThia.

R' priGpan w3 rpymmbl, cocrosmeit u3 Bomopoma, C-Ceankmia, (eHmna u GeHsuia.
10 o
IMpennouturensio R BeiOpan w3 rpymmbl, cocrosimedl u3 somopoma, Ci-Ceankuma u
10 o
(ennna. Bonee mpennoururensHo R BeiOpan u3 rpymmel, coctosieil u3 Bogopona u Ci-

Ceankua.

10 o
B onHOM BapuaHTe OCylLIecTBIEHHs HAacTosIero n3obperenus R npencrasisier coboit aTun

10 .
i mpem-0ytui. [lpennoururensHo R™ npencrasnsier codoii mpem-OyTu.
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Y BBIOpaH U3 rpymmsl, cocrosmei u3 rpynmnsl popmya Y-1, Y-II u Y-III, mpuBeneHHBIX HUXE,
RS
I

ﬁ‘(\/N\Rm 5’& /
14a

OR
Y-I Y'” Y'”I
rae€ JioOMaHasi JIMHHA 0003HayaeT TOYKY HNPHUCOCOAMHCHHA K OCTaJIbHOH YacTu COCAUHCHUA

dopmyasl (II).

[IpennoururensHo Y npeacrasisier cobol rpynmy Y -1, npuBeneHHyO HUKE,

13
\
x N4
"I(\/ R
Y-l
rae JoMaHasi JMHUS OOO3HA4YaeT TOUYKY MPHUCOENUHEHHS K OCTANbHOW 4YacTU COENUHEHHSI

dopmyasl (II).

R" u R" nesaBucumo BeIGpambI M3 rpymmbl, cocrosimeii u3 Bomoponma, C-Ceankmna, Ci-
Ceranorenankuna u Genuna. [peamourutenso R i R' nesaBucumo BeIGpanb! U3 rpymmb,
cocrosimeit u3 Bonopona u Ci-Ceankuma. Bonee mpemmournrensho, R” u R nesasucumo
BBIOpaHbI W3 TPYINBL, COCTOSIIEH u3 Bojgopoma, Merwna u oStwia. Eme Oonee
npexnoururensio RP n R mesasmcmmo mpencraBisior coGoil BOXOPOX MM METHIL.

13 14 o
Haubonee npennouturensHo R u R npeacrasisiroT coboit MeTHII.

B kauectBe anbTepHATUBBI R” u R" BMmecre ¢ aromom a30Ta, K KOTOPOMY OHH
NPUCOEANHEHBI, 00Pa3yIOT 4-6-4JIEHHOE TeTEePOLMKINIBHOE KOJBIO, KOTOPOE HEOOA3aTENbHO
COIEP>KHUT OJUH JIOTIOJIHUTEIbHBIN reTepoaTOM, OTAEIBbHO BEIOPAHHBIA U3 a30Ta, KUCJIOPOa U
cepsl. lIpeanouturensHo R" u R" Bmecre ¢ aTomom azora, k KOTOPOMY OHU IPUCOEIUHEHBI,
00pasyroT 4-6-4JIeHHOE TeTEePOLUKIMIBHOE KOJIIIO, KOTOPOE HEOOSA3aTeNbHO COAEPIKUT OJUH
JOTIOJTHUTENBHBIA TeTepOaTOM, OTHENbHO BBIOPAHHBIH W3 a30Ta W Kuciopona. boree
npexnourtutensio R u R' BMecre ¢ aTomoM a30Ta, kK KOTOPOMY OHH TPHCOEIMHEHBL,
00pasyroT 5-6-4jIeHHOE TeTePOLUKIMIBHOE KOJIbIIO, KOTOPOE HEOOSA3aTENbHO COAEPIKUT OUH

JOTIOJTHUTENbHBIA TeTepoaToOM, OTAENbHO BBIOpaHHBIN M3 azora u kuciopoxa. Eme Oomnee
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13 14
npeanouruTeabHo R u R™ BmecTe ¢ aroMOM a30Ta, K KOTOPOMY OHU NPHUCOCIUHEHBI,
00pa3yroT 5-6-4JIeHHOE reTepPOLUKINIBHOE KOJIBIIO, KOTOPOE HEOOSI3aTEIbHO CONEPKUT OUH
o 13 14
JOTIOJIHUTENBHBIN aToM kuciopoaa. Haubomnee npennoururensio R u R™ BMecTe ¢ atomom
a30Ta, K KOTOPOMY OHHU MPHUCOEAUHEHBI, 00pa3yOT MOP(OIMHUIBbHYIO, THUIEPUIUHIIBHYIO

WU TUPPOJIUAUHUIIBHYIO TPyIIY.

R BpiGpan 13 rpymmsy, cocrosmeii u3 Bogopoxna (wm ero comn), C1-Ceankuna u -C(O)R',
pexnoururensuo R'*? Bpibpan us rpymmsl, cocrosmeii u3 Bogopona (wmm ero comu) u Ci-
Ceankmna. Bonee mpeanournrenso R BoiGpan s rpymmsl, cocTosimeii u3 Boxopoaa (Mim
ero coumu), MeTiIa u 5Tia. Haubonee npexmoururensro R npencrasisier coGoit Boxopox

(uu ero codb).

R BbIOpaH w3 rpymmbl, cocrosimei u3 Bomopoaa, C-Ceankxuna u C,-CgrajoreHankuia.

14 o
[Ipennoururensuo R b npencrasjsier codoit C;-Ceanku.

v 18 v
Kaxnpiii u3 Rls, Rl6, R" u R'"™ nesasucumo BBIOpAH M3 TPYIIIBI, COCTOSLICH U3 TajioreHa, -
10 o 15 516 pl7 18
OR™ -NR'“R'™ u -§(0),0R". Tpennoururensro xaxaeii u3 R7, R R u R

.
1617 Bonee

HE3aBHCHUMO BBIOPaH W3 TPYIIBL cocrosimeil u3 ranorena, -OR™ u -NR
MPEANOYTUTENBHO KaXKAbI U3 R"” R R' u R"™ wuesasucumo BBIOpAaH W3 TPYIHIIbL,
cocrosimeii u3 -OR" 1 -NR'®R'™ Eme Gonee npeanournrensro kaxasii u3 R R R u
R'® nesasucumo Bribpan 3 -OR '™,

16 17
4 w/umu R

B kauectse ansrepHatusbl R i R' BMecte mpencrasmsor co6oit =0 mm =NR
u R'™ Bmecre mpencrasmsor coboit =0 mm =NR'®*. TIpegnournrensro R” u R'® Bmecre
NPEACTaBISIIOT codoit =0, w/umu RY u R'® Bmecre npencTaBisiroT codoit =0. Haubonee
MPEANIOYTUTEIILHO R"” u R' smecre npeacTaBsiror coboit =0, wu R u R'™ Bmecre

NpeACTaBIsIIoT coboit =0.

B kauecTBe anbTepHATUBBI R” u R'Y Bmecre ¢ aromom yriaepoaa, K KOTOPOMY OHH
NPUCOEINHEHbI, O0pa3yroT 3-O-WwICHHBIH TeTePOLUKIIII, KOTOPBIA comepkur 1 wmmm 2
reTepoaToMa, 10 OTAENbHOCTH BHIOPAHHBIE U3 a30Ta M Kuciopona. IIpexmourutensro R u
R'® Bmecte ¢ aTomom yriepona, K KOTOPOMY OHM NPHUCOENMHEHBI, 00Pa3yT S-O-ueHHBIH
TeTEePOLMKIINII, KOTOPBIA COMEpKUT 1 MM 2 rerepoaTroma, Mo OTAENbHOCTH BBIOpAHHBIE W3

15 16
azora u kuciopona. bonee nmpegnoururensHo R m R Bmecre ¢ atromoMm yriepona, K
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KOTOPOMY OHHU NMPUCOEIHHEHBI, 00Pa3yIOT O-4JIEHHBIN reTepOLMKIIMII, KOTOPBIH CONEPKUT 2

reTepoaToma, MpeCTaBIISIoLe COO0i KUCIOpo.

B kauecte ambTepHatuBbl R u R'7 BMecTe ¢ atomMom yriepoma, K KOTOPOMY OHH
NPUCOETUHEHB], O00pa3yroT 3-0-uJIeHHBI T'€TEePOLMKINI, KOTOpBIl comepxkur 1 wmm 2
reTepoaToMa, 0 OTAENbHOCTH BBIOPAHHBIE M3 a30Ta U Kucaopoxa. Ilpexnoururensho R u
R' Bmecre ¢ aromom yriaepoaa, K KOTOPOMY OHHU MPHCOEIUHEHBI, 00pa3yroT S-O6-4yieHHBIN
TeTePOLMKIINII, KOTOPBIA COMEpKUT | Wi 2 reTepoaTroma, Mo OTAENbHOCTH BBIOpAHHBIE W3
asota u kuciopona. bomee mpemmourmrensro R u R Bmecre ¢ aromom yrmepoma,
KOTOPOMY OHH MPUCOEIUHEHBI, O0PA3YIOT O-UJIEHHBIA MeTePOIMKIIUI, KOTOPBIH COMEPKUT 2

reTepoaToma, MpeCcTaBJIstoLIe CO00i KUCIOpo.

Kaxaerii R nesasucumo Bbibpan m3 rpymmel, cocrosmmeii u3 Bogopoma u C-Ceankua.

o 15 o
IIpennoYTUTENLHO Kaxkabli R ™ HE3aBUCUMO NPENCTABIIAET COOOM BOTOPO UM METHIL.

Kaxaerii R'® nesasucumo Bbibpan u3 rpymmel, cocrosmeii u3 Bogopoma u C-Ceankuia.

-~ 16 -
IIpennoYTUTENLHO Kaxkabli R HE3aBUCUMO NPENCTABIISET CO00M BOXOPO MM METHIL.

v 7 -
Kaxaprii R'* nesasucumo Bbibpan u3 rpymmel, cocrosmieii u3 Bogopoma u C-Ceankuma.

9 7 )
IIpeamouTHTenbHO Kaxabiii R' ™ HesaBrCHMO npencTasisier coGoit BOTOPO/ HIIH METHIL.

B ongHOM BapuaHTe OCYINECTBJIEHUS] HACTOSLIEr0 M300peTeHus coenuHeHue opmyibl (V)

NpEeACTaBJsieT COOOW COEMUHEHHE, BBIOPAHHOE W3 TPYIIbL, COCTOSALIEH W3 COETMHEHHSI

bopmyn (Va), (Vb), (Vo), (Vd), (Ve), (VD), (Vg), (Vh), (Vj), (VK) u (Vm),



21

16a 17a 15a R
| R \N/R R \O \o
16a
R
I I T; | ?15a | ?153
o) o) R'™ o) R Rl6e N R
(Va) (Vb) (Vc) (vVd)
15a
Cl
\ 15a
R \H\ 15a - \H\ R1 5a /O ol
\ 15a
15a 15a o)
SR \R15a

(Ve) %)) Vg (Vh)
15a

R

Cl o~
N ~ R16a 10 O\\ //O
O// \\O
cl 15a /O
R
Vi) (Vk) (Vm)

rie kaxorsii u3 R1O, R R 4y R17 OTpeieNieH B TAHHOM JIOKYMEHTE.

[IpennoururenbHo coenuuenune Gopmybl (V) npeacrapisier coO0OH coequHEHHe, BRIOpaHHOE
U3 rpynmbl, cocrosimeit u3 coenqunenus: Gopmyn (Va), (Vb), (Ve), (Vd), (Ve), (VI), (Vg) u
(Vh),
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16a 17a 15a R
o) R SN R R o o
| 16a
15a
o) R o) R’ R1ea/N R
(Va) (Vb) (Vo) (vd)
15a
R
Cl \o
0 0 Cl
152 16a
R Cl 150 0O R (o)
7~ v
X oy e
_R o K152 o
@) 0] \R15 \R15a O\R15a
(Ve) (v (Vo) (Vh)

. 152 16 17
rae kaxabii u3 R4 R u R onpenenen B JaHHOM IOKYMEHTE.

5 bonee mpeamoururensHOo coenuHeHue ¢opmynbl (V) mpencraBisieT cCoOOW COENUHEHUE,
BbIOpaHHOE U3 TPYIIILI, cocTosiieit u3 coenuaenus popmyn (Va), (Ve), (Ve), (V) u (Vg),

15a

L CCF

0]
(Va) (Ve) (Ve)
15
R™Ng
ﬁ)\ R152~ \H\
\ 15a
R1 5a 1 5a
(VD (Vg)

. 15
e Kaxapii R onpenened B TaHHOM JIOKYMEHTE.

10 Eme Gonee npenmnoururenpHo coenuHeHue Gopmysl (V) npeacrasisier coOO0 CoOenUHEHNE,
BbIOpaHHOE W3 rpynmbl, cocrosimed u3 coeguHenus: Gopmyn (Va), (Ve-I), (Ve-ID), (Ve-D),
(Ve-ID), (VE-I) u (Vg-I),
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(|) OH o o_ _OH
H H\"/ H\O/ (T
5 ¥ l 0~ NoH

(Va) (Ve-l) (VeI (Ve-l)
cl
o. O o
(0] 0] P
-~ o)
o No” o
~ o)
N
(Ve-Il)
(Vi) (Vg-D

Eme Gonee npenmoururenpbHo coenuHeHue Gopmysl (V) mpeacrasisier coO0i CoOenUHEHNE,

BBIOpAaHHOE M3 TPYNIBI, cocTosuei u3 coenurenus Gopmyn (Va), (Ve-1I), (Ve-D), (VE-I) u
VgD,

(|) o Oo. _OH
H %o/ [ I
| o) OH
o o)

(Va) (VeI (Ve-)
cl o
cl
0/ /O O/
o)
~ SN
(VED) (Vo))

Haubonee npenmoururensHo coenunenue opmyiasr (V) mpencrapisier coOoOl coequHEHHe

dbopmysl (Va),
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[IpennoururensHo coenuHeHue (opmyssl (I) AOMONHUTETHPHO MONBEPrarOT THAPOIIHU3Y,
OKHCJIEHHIO W/WJIM COJIEBOMY OOMeHy (T. €. MpeBpalaroT) C MOJyYeHHEeM arpOHOMHYECKH

npuemsiemoii cosu ¢popmy.sl (Ia) mnm usuTrep-rnoHa popmyisr (Ib):

_ oy
A k A
B B
N, Q WA N .Q
Ao AN
R “R® R “R?
- -
(Ia) (Ib),

1 o . )
rae Y mpencrtamiseT coOOl arpOHOMHYECKH MPUEMIIEMBIH aHUOH, W | U k mpeacTaBisiroT
. 1
co0oOH wLenble Yucna, KOTOpble MOTYT ObITh BbIOpaHbl U3 1, 2 uinu 3 (MpeanoyYTuTensHo Y
o 1 p2

npenctasisier coboit Cl , u jJ u k paBusrorest 1), u A, R°, R® u Q omnpeneneHsl B JTaHHOM
2 o .

nokymente, u Z~ mpexncrasysier coboir -C(O)OH wmm -S(0),0OH (cnenmanuct B IaHHOM

061aCTH TEXHUKH ToiiMeT, uTo Z” mpexcrasisier co6oii -C(0)0™ wm -S(0),07).

bonee npeanoururensHo coennaenue Gopmybl (I) TOMOTHUTETBHO MOABEPTAIOT THIPOIIHU3Y,

OKHCJIEHHIO W/MJIM COJeBOMYy OOMeHy (T.e. NpeBpamaiT) ¢ MOJy4YEeHHEM COCIMHEHHS

dopmyasi (Ia):

A k
| AN
N, a
N¢R1><R2\22

(Ia),
1 o . :
rae Y mpencrtaBisieT coOOH arpOHOMHYECKH MPUEMIIEMBIH aHUOH, W | U k mpeacTaBistoT
. 1
co0oH wLenble Yucia, KOTOpble MOTYT ObITh BbIOpaHbl U3 1, 2 minu 3 (MpeanoyYTHTENnbHO Y
o - . 1
npencrasisier coboit xuopun (Cl), u j u k pasmsores 1), u A, R', R* u Q onpenesneHs! B

JIAHHOM JIOKyMeHTe, u Z” npexcrasisier coboit -C(0)OH.
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Ecnu coenunenue Qopmynsr (I) m3o0pakeHO B MAaHHOM JOKYMEHTE B MPOTOHHUPOBAHHOM
10 . .

dopme (R mpencrasisier coboii BOAOpPON), TO CHEHHMANNCTY B JAHHOW oOnactu Oyner

MOHSATHO, YTO OHO MOXeT OBbITh OJMHAKOBO TMPENCTABIEHO B HEMPOTOHUPOBAHHOW HIIH

COJIEBOM (l)opMe C OAHHUM UJIN HECKOJIbKUMH COOTBETCTBYIOIIUMH IIPOTUBOUOHAMM.

Ipexnoururensuo B coequnennn dopmyist (Ia) Y' npexcrasmser coboil xmopum, Gpomu,
Honun, ruapokcun, OukapOoHar, anerar, Tpudropanerar, METHICYJIb(aT, TO3UIAT, OEH30aT U

. 1
HuTpaT, rae j u k paBHstorcs 1. bonee nmpeanmouturensHo B coequHeHuu dopmyisl (Ia) Y

npenctasisier codoit xopun (Cl7), uj u k paBusirores 1.

B HactosimeM w300peTeHWH OMOJIHUTENBHO MPEAYCMATPHUBACTCS  MPOMEKYTOYHOE

coequHenue popmysi (IV):

H
A N
~ X ><Q\ 7
R "R

av),

rne A, Q, Z, R!' uR? OIpPENEJICHB] B TAHHOM JOKYMEHTE.

ITpeanouTHTENbHO B MPOMEKYTOYHOM coennHeHnu popmysl (IV),
A mpencraByisieT coOOlH O-4JI€HHBIH TreTepoapui, BBIOPAHHBIA W3 TPYMIbI, COCTOSINEH H3

dopmyn A-Ia, A-Ila u A-Illa, mpuBeneHHBIX HUXKE,

N N
Ay N "
A-la A-lla A-llla

rae JoOMaHasl JIMHUS OOO3HA4aeT TOYKY MPHCOEIUHEHHS K OCTAJbHOH YacTU COENUHEHHs
dopmysl (V) (mpeanourutenbHO A npeacTasisier coboi rpynmy A-la wmu A-Illa);

R' u R” npencrasmsor coboii BOXOPOX;

Q npencrasisier co60ii (CRR™)y;

m pasHsieTcs 1

1 2b o
R u R™ npencrasystoT coG0i BOMOPOL,
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Z mnpencraBmsier coboii —CN, -CH,0H, —C(O)OR'Y, -S(0),OR" wum -CH=CH,
(npenmouTHTeNbHO Z npencTasisior coboii -CN mii ~C(O)OR'™); u
R' Bpi6pan u3 rpymmsr, cocrosmeidi u3 Bomopoma, Ci-Ceankmma, (enmna u GeHs3mia

10 o
(mpeamoururensHo R mpencrasisitor coboit Bopopoxa uimu C-Ceankni).

Bonee nmpennouTutenbHO MpoMexkyTodHOoe coenuHerune Gpopmyibl (IV) BBIOpaHO U3 TpyMIbI,
cocrosited u3 coenuHenus popmyn (IV-I), (IV-II), (IV-II), (IV-1V), (IV-V), (IV-VI), (IV-
VI, (IV-VIID), (IV-IX), (IV-X) (IV-XD), (IV-XII), (IV-XIII), (IV-XIV) u (IV-XV),

MPUBCACHHBIX HUXKE,



(IV-VII)
NN
N NN NNF
(V-I1X)
N7
) N
2 X
N N \/\\\N
(IV-X)
N
| i Do
\N \N/ N~ N\g#
(l)R1°
(IV-X1ny

SR
H
kN \N/N\/\/

(IV-XV)
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=z
SO
N N \/\\\N
(V-1I)
=z
N ! 0
N SN \/Y
(IV-IV) OR'"
=z
N P
N \N/ \/\840
| 10
(IV-VI) OR
=z
N | “ OH
%N \N/ NN
(IV-VIIT)
=z
- ;
(IV-X)
N7
H
™ | x~ N (0]
N N~ \/Y
OR10
(IV-XII)
N7
H
kN | \N/N\/\/OH
(IV-XIV)
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Eme Oonee mpeamodTuTenbHO MpoMeEXyTouHoe coenuHeHue ¢opmynbsl (IV) BbiOpano wu3
rpymmnel, cocrosmen u3 coenunenus Gopmyn (IV-I), (IV-1I), (IV-II), (IV-IV), (IV-V), (IV-
VI), (IV-VID), (IV-VII), (IV-IX) u (IV-X), npuBeneHHbIX HIXKE,

N Va
| AN | N
N N/ \/\\ N§N \N/N\/\\

N X\
(v-) (V-1i)
N =z
| )\/\ H () N | \N § (O]
N/ NN \/Y SN N~ \/Y
OR'® (IV-IV) OR'®

|

V) (l)R1° (V-VI) OR"

XN =z

N/ \N AN~ N NS NN
(V-VID V-Vl

N =z

| H N | < N P

N/ \N /N\/\/ %N N/ \/\/

(IV-1%) (V-9

Eme Oonee mpeamodTuTensHO MpoMekyTouHoe coemuHenue ¢opmynsl (IV) BbiOpano u3

rpymsl, cocrositeit u3 coenuaenus ¢popmyn (IV-1), (IV-II), (IV-a), (IV-b), (IV-c) u (IV-d),

MPUBCACHHDBIX HUXKE,
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(IV-c) (IV-d)

B HacTosiimeM m300peTeHUH AOMOJHUTENBHO MPEAyCMOTPEHO MPOMEKYTOUHOE COCTUHEHHE

dopmysl (1I-a):

13
N
14
A/\/ R
(II-a),
rae A mpeacrasisieT coOON O-4IeHHBIH reTepoapul, BbIOPAHHBIA U3 TPYIIIbI, COCTOSIIEH W3

dopmyn A-I, A-I1, A-IIT, A-IV, A-V u A-VII, npuBeneHHbIX HUXE,

G ®R)p ®R)p ®)p .
KP < | K |
N
\N)Y KN N NN
Al Al Al AV
Rp ®)p
N N
?@\/ @K/
N\ N
AV AVl
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re JoMaHasl JMHUS OOO3HA4aeT TOUKY MPHUCOEIUHEHHMs K OCTAJbHOW YacTH COEIMHEHHS
8

dopmysl (I), p u R” onpenenens! B JTaHHOM JOKYMEHTE; U

13 14 .
R” u R HesaBucumo BbiOpanbl u3 rpymmel, coctosmeit u3 C,-Ceankuna, Ci-
Ceranorenankmna u penuna; nuim

13 14
R u R™ BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH MPUCOETUHEHBI, 00pa3yIOT 4-6-ujeHHOe
TeTEePOLMKIIMIBHOE KOJIBIIO, KOTOPOE HEOOs3aTeNbHO COAEPXKHUT OAMH JOTOJHUTEIbHBIH

reTepoaToM, OTAEIbHO BHIOPAHHBIN N3 a30Ta, KUCIOPOAA U CEPBL.

[IpennoyTuTeNnbHO B MPOMEKYTOUHOM coeqrHeHuu Gopmyusl (11-a),
A mpencraByisier coOOlH O-4JEHHBIH TreTepoapwii, BBIOPAHHBIA W3 TPYMNIBI, COCTOSINEH H3

dopmyn A-Ia, A-1la u A-Illa, mpuBeneHHBIX HUXKE,

S N
Ay S "
A-la A-lla A-llla

re JoMaHasl JMHUS OOO3HA4aeT TOYKY MPHUCOEIUHEHHUS K OCTAJbHONH 4YacTU COENWHEHHs
dopmysl (II-a) (mpeanoututenvsHO A npencrasiser codoit rpynny A-lIa nunmn A-I1la); u

R" u R HesaBucumo BeIOpanbl 13 C,-Ceankmna, uim

13 14
R u R™ Bmecre ¢ aToMOM a30Ta, K KOTOPOMY OHH IPUCOETUHEHBI, 00pa3yloT 4-0-4JIeHHOE
reTepPOLMKJIMIIBHOE KOJIBIIO, KOTOPOE HEOOs3aTeNbHO CONEPKUT OOMH IOMOJHUTEIbHbIA
o o 4

reTepoaToM, MpeACTaBISomMii coboil kucmopon (mpexmournrensio R u R'™ Bmecre ¢
aTOMOM a30Ta, K KOTOPOMY OHH MPHUCOEAUHEHbI, O00pa3yrT MOPQHOJIUHUIBHYIO,

MUNEPUIUHIIBHYIO WA TUPPOTUAUHUIIBHYIO TPYIIY).

bonee npennoururensHo coenmaenue Gopmynsl (I1-a) BRIOpaHO M3 TPYIIIBL, COCTOSIIIEH U3
coenunenust popmyn (1I-Ia), (II-11a), (II-I1a), (II-IVa), (II-Va), (I1I-VIa), (II-VIla), (II-VIIIa)

u (II-IXa), mpuBeneHHBIX HITKE,



(I--la) (I-lia)

CT\/O N7 |

(I-llla)

S ~
EN)N/\/N\) AN N\)

X
(I-Va) (I-Via)
A O
N N
~ | ” | X
Na New
(I-Vila) (I-VIiia)
(9
N N\)
r/ ™
N
(Il-1Xa)

Eme Oonee npenmouturensHo coenuHerne Gopmydsl (I1-a) BbIOpaHO U3 rpymmsbl, cocTosel
u3 coequnenust popmyn (II-Ia), (II-11a), (II-1l1a), (II-IVa), (II-Va) u (1I-VIa), npuBeneHHbIX

HITKE,
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(Il-la) (Il-lla)

N \N N4N \N
a Ul
N ™

(I-lla) (-Va)

s o
/Nm/\/N\) % XN N\)
Q/N @N
(Il-Va) (-Via)
B anprepHaTUBHOM BapuaHTE OCYLIECTBIEHHsS HACTOSIIErO H300pETEeHHs] COEIUHEHUE

dopmyiner (II-a) mpencrasisier coboli coenuHeHUe, BBIOPAHHOE M3 TPYMIIbI, COCTOSINEH U3

coenunenus popmyn (II-laa), (II-1laa) u (I1I-11laa), mpuBeneHHBIX HIDKE,

|
/Nm/\/N\ NéN | A N\ r/N | A N\
Q/N ™ N\

5 (I-laa) (I-llaa) (-llaa)

B onHOM BapuaHTe OCYIIECTBIICHHS HACTOSILIEro M300peTeHHs MPEAYCMOTPEHO PUMEHEHNE
coenunenus popmyiel (II-b) (mnm ero conm) misa nonydenus coenunenus: popmyer (1),
A/ﬁ
OR14a
10 (II-b),

14
rae A u R onpeneneHsl B JAHHOM JTOKYMEHTE,

[IpenmodrurenpHO TpenyCMOTpeHO mnpuMeHeHue coenuHenust (opmynsr (II-b) (wmm ero

COJIM) AJIs1 TONTyueHust coenuHenus popmynsl (I), roe
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A BbIOpaH u3 rpynmsl, cocrosimeii u3 ¢popmynsl A-la — A-Illa (mpennoururensuo A-la mn

A-IlIa), mpUBENEHHBIX HIDKE,

(\IN NZ | =

Y k

Ay N N
A-la A-lla A-llla

r7ie JIOMaHasi JIMHHsI 00O3HAYaeT TOYKY MPHUCOETUHEHHs] K OCTaJbHOW YacTU COEIHMHEHHs
dopmysl (1I-b); u

14, o
R npencrasnsier co6oii BOIOPOS.

Bonee npennouTUTENpHO MpenycMOTpeHo npuMenenue coequHenus gopmyn (1I-1b), (II-1Ib),

(II-11Ib), (II-IVb), (II-Vb), (II-VIb), (II-VIIb), (II-VIIIb) unu (II-IXb), npuBeneHHBIX HUXKE,

f\lN = | Z N

N N
| |

HO HO Na' O
(I-b) (I-b) (Il-lb)

HO

(I-VIIb) (I-VIllb) (I-IXb)

111 IoJydeHus coenuHeHust Gpopmyasl (1).

Eme Gonee npennoyTuTeNbHO MPEAyCMOTPEHO npuMenenue coennnenust popmyan (II-1b), (1I-

IIb), (II-11Ib), (II-IVb), (II-Vb) unu (1I-VIb), npuBeneHHbIX HIKE,



10

34

(IFVb) (I-VIb)
11 oJydeHus coenuHeHust popmydsl (I).

B npyrom BapuaHTe OCYINECTBJIEHHUS] HACTOSIIErO H300peTEeH s PEAYCMOTPEHO MPUMEHEHHE

coenuHenus popmysl (1I-¢) ms nonyuenus coennnenus popmyoisl (1),

A

(I-¢),

rae A OMNpEaACICH B JAHHOM JOKYMECHTE.

A

HpeI[HOLITI/ITeJ'IbHO npeayCMOTPECHO MPUMECHECHUE COCAUHCHMUA, BbI6paHHOFO W3 TPYIIIbL,

cocrositeit u3 coenuaenus popmyn (1I-Ic), (II-1lc) u (1I-1llc), npuBeREHHBIX HUXKE,
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Z N =z N7
Q. QL Q
N N
N N A
(I-lc) (IHic) (Ilic)

111 IOy 4eHust coenuHeHus popmyasl (I).

Bbonee npeanoutuTensHO npeaycMoTpeHo mpuMeneHue coequHenus: Gopmyn (II-Ic) wnm (1I-

5 IIc), mpuBEnEHHBIX HIIKE,

sl
\N/\ N%N
A A

(IHc) (I-ic)

IS IOJy4eHus coenuHeHust popmydsl (1).

10 B omHOM BapuaHTe OCYLIECTBJIICHUS HACTOSLIETO W300PETeHUsT MPeayCMaTpHBAETCS

npumeHeHue coennnenns popmydsl (VI) nsa nonydenus coequnenus popmysl (1),

A-CHs
(VD,

15

rae A ompeneseH B JaHHOM JIOKYMEHTE.

[IpennoururensHo mpeaycMoTpeHo npumeHenune coenuHenus gopmyn (VI-D), (VI-II) wmm

coenunenus popmyiiel (VI-III), npuBeneHHBIX HUXKE,

N N
\N )\ §N N

0 M) (VHI) (VI

111 oJydeHus coenuHeHust Gpopmyasl (1).
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bonee mpennoyTHTENBHO NMPENYCMOTPEHO INpHuMeHeHHne coenuHeHust ¢opmynsl (VI-1) mmm

coenunenus popmyiel (VI-II), mpuBeneHHbIX HIDKE,

Z N z |
\NJ\ N§N
(V) (VI-l)

U1l oJy4eHust coenuneHust Gpopmydsl (I).

Coenunenust ¢popmyinbl (VI) mubo SBISAIOTCS M3BECTHBIMU B JIUTEPAType, JTUOO UX MOXKHO

MOJTy4YaTh ¢ MOMOIIBIO U3BECTHBIX U3 JIUTEPATyPhl CIOCOOOB.

B nHacrosimem n300peTeHnH TOMOIHUTENBHO MIPEAYCMOTPEH CIOCO0 COTJIACHO H3JI0KEHHOMY
BeIle, rne coeauHeHue Qopmynbl (IV) monydaroT myTeM OCYINECTBIEHUS PEaKLUH

coenunenust popmyisr (1I):

(D,

rae A onpenesneH B JaHHOM AOKYMEHTE,

Y BBIOpaH U3 rpynmsl, coctosimei us rpymnmsl popmyd Y-1, Y-II u Y-III, mpuBeneHHbIX HIDKE,
Rr13
I

ﬁ,(\/N\RM "’(\ /
14a

OR
Y-I Y_” Y'I”
13 14 o
R u R HesaBucumo BbIOpaHBI M3 rpymmsbl, cocrosiued uz sopopoxpa, C,-Ceankuna, C;-
Ceranorenankuna v GpeHUNA, W
13 14
R u R™ BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH NPUCOEIHMHEHBI, 00pa3yroT 4-6-uIeHHOe
TeTEPOLMKIMIBHOE KOJBIIO, KOTOPOE HEOOS3aTeNbHO CONEPKUT OAWH AOTOJIHHUTEIbHBIN
rerepoaTom, OTACIIBHO BbI6paHHI:>II\/'I H3 a30Ta, KUCJI0poaa U CEPbI, U

R Bribpan u3 rpymmsl, cocrosimeii u3 Bogopona, Ci-Ceankuma u -C(O)RP;

14 o
R Bribpan u3 rpymmsl, cocrosimeit u3 Bogopona, Ci-Ceankmna i Ci-CerasoreHankina;
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¢ coenquHeHueM (popmyusl (11I):

H
N Q

HoN” Nz
R1><R2
(1D,

rae R, R?, Q u Z ompeneneHbl B JAHHOM JOKYMEHTE, C TIOIyYeHHeM COCIUHEHHs (HOpMyJIbl

(IV):

H
A\AN/NXQ\ 7
RV “R?
(Iv),

rae A, Q, Z, R' uR? OIpENEJICHBI B TAHHOM JOKYMEHTE.

B Hacrosiiem n300peTeHNH JONOIHUTENBHO PENyCMOTPEH CIOCO0 COTJIACHO U3JI0KEHHOMY

BBILIE, I7e coenuHerne ¢popmysl (II-a) monydaror nytem

OCyLIeCTBIIeHHs peakuuu coenunenust popmyiisl (VI):

-CHs

(VI),

rae A omnpenesieH B JaHHOM JOKyMeHTe, ¢ coenunenuem opmyiisl (VII):

22
R
o
R2 )\R24

(VID),

22 o
rne R™ npencrasnsier coboii C-Ceankui (peanouTUTEIbHO METHI),

o 251,26
R” u R™ mesaBucumo BbiOpamel u3 rpymmsr, cocrosmeii m3 C-Ceamxoxen un -NR™R
(mpenmourturensHO MeTokcH U N(Me),);

25 126
R” u R™ ne3zaBucumo BeiOpansl u3 Ci-Ceankuia, wim



10

15

20

38

25 26
R” u R™ BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH MPUCOCIUHEHBI, 00Pa3yIOT 4-6-4JIeHHOE
reTEePOLMKIMIBHOE KOJIBIIO, KOTOPOE HEOOA3aTeNbHO COAEPKUT OAMH JOMOJHUTEIbHBIN

reTepoaToM, OTAEIbHO BLIOPAHHBIN U3 a30Ta, KUCIOPOAA U CEepHI;

u coennHerneM ¢opmysl (VIII):

13

HN
\R14

(VIII),
e REB uRM ONpPENEICHBl B JAHHOM JOKYMEHTE,

¢ osyueHreM coeauHeHust popmysl (11-a):
13
I
A/\/N\RM
(II-a),

13 14
rne A, R™” u R onpeneneHsl B JaHHOM TOKYMEHTE.

Ha cxeme 1, HpPIBe):[eHHOﬁ HUIKCE, bosee HOI[pO6HO OnmucCaHbl pCAKIUH IO HACTOALICMY

n3oOperenmo. OnpeneneHus 3aMecTHTeNel OnpeneNieHbl B JAHHOM JTOKYMEHTE.

Cxema 1.
22
R
o
st/I\R24 R
_CHy D !
—_—
A 5 A/\/ ~R™
Vi | (Il-a)
HN
\R14
(VI

@

Cranus (a). DopMUIUPOBAHUE
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Coenunenus ¢opmyner (II-a) mMoryT ObITh NOJYYEHbI MyTEM OCYIIECTBJICHHS PEaKLUH
coenuneHus popmyisl (VI):

-CHs

(VI),

rae A onpeneneH B JAHHOM JIOKyMeHTe, ¢ coenuHeHneM (popmyas! (VII):

22
R
o
R2 )\R24

(VID),

22 23 24
rae R, R™ u R™" onpeneneHsl B AAHHOM JOKYMEHTE,

u coenuHerneM Gopmysl (VIII):

R13

|
HN R
(VIID),

13 14
rne R™” u R™" onpeaenensl B JaHHOM JOKYMEHTE,

¢ rnonyueHreM coeauneHust popmysl (11-a),
R
A/\/'L\R”
av),

13 14
rne A, R u R™ onpenenensl B JaHHOM TOKYMEHTE.

Kak mnpaBuno, cnoco0, OmuCaHHBIM Ha CcTaaud (a), OCYLIECTBISIIOT B MPHCYTCTBUU
KaTAJIUTHYECKOTO KOJIMYECTBA KUCJIOTHI MJIM KATAIUTUYECKOH CMECH KHCIOT, TAKHX Kak Oe3
OrpaHUYEHUs TPU(PTOPYKCYCHASI KHCIIOTA, YKCYCHAs! KUCIIOTa, O€H30MHAs KUCIIOTa, THBAJIEBAsT
KHCJIOTA, MPOIMUOHOBAsI KUCIIOTA, OyTHiIMpoBaHHBIA runpokcutonyon (BHT), 2,6-nu-mpem-
OyTundenom, 2.,4,6-tpu-mpem-oyTungeHon, METaHCYJIb(POHOBAs KHCJIOTA,
XJIOPUCTOBOIOPOAHASI KUCJIOTA WU cepHasi kuciiora. [IpenmodrurensHo craguro (a) crocoda

OCYLIECCTBJIAKOT B MPUCYTCTBHUU KHUCJIOTHI C HEAJIKUIUPYCMBbIM AHUOHOM, TAaKHUM KakK oe3
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orpaHuueHust OytwimpoBaHHbId ruzppokcutonyon (BHT), 2,6-nu-mpem-Oytundenon wmm
2,4,6-tpu-mpem-0yTUngeHo.
KonunuecTBo kucnothl, kak mnpasmio, cocrasisier ot 0,05 mo 40 mon. % (B mepecdere Ha

coenunenue ¢popmyiiel (VI)), mpennoururensHo ot 0,1 g0 20 moi. %.

Cnoco0, onmcaHHbIA Ha cTaauy (a), MOJKHO OCYIIECTBJIATH MPU OTCYTCTBUU PAaCTBOPHUTEIS,
WIM B pacTBOPUTENE, WJIH B CMECH paCTBOPUTENeH, Takux Kak 0e3 OrpaHuYeHUs
teTparuapodypan, 2-merunrerparuapodypaH, ITUITUIOBBIA 3Qup, mpem-0yTUIMETUIOBBIH
abup, mpem-aMUIMETHIOBBIA 3(QUp, HHUKIOMEHTHJIMETHIOBBIA 3>(QUpP, JAHNMETOKCUMETaH,
IVSTOKCHMETAH, JIUIPOIOKCUMETaH, 1,3-IUOKCONaH, STUJIALeTaT, IUMETHIKapOOHar,
OUXJIOpMETaH,  auxjopataH, N N-mumerwidpopmamun, N N-numerunaneramun, — N-
metuanupponuaoH (NMP), aueToHuUTpui, NpPONMUOHUTPUI, OYTHPOHUTPWI, OCH3OHHTPHII,

Tonyod, 1,4-n1uokcaH win cysb(oaH.

JlaHHyIO CTaguI0 MOKHO OCYyINeCTBIATh npu Temmeparype ot 0°C po 230°C,

npennoututesibHO oT 150°C no 230°C, 6onee npennourureabao ot 180°C mo 220°C.

B npyrom BapuaHTe€ OCYLUECTBJIEHUS [JAHHYK) CTaQAUI0 MOXKHO OCYIUECTBIATH IPH

temnepatype ot 50°C no 110°C.

Cneunanucty B HOaHHOW OONACTH TEXHMKM OyAeT IMOHSTHO, YTO HENpopearnpOoBaBIUUIL
ucxonubii Matepuaj, coenuHerue Gopmyisr (VI), (VII) wnu (VIII), MOKHO H3BIIEKATh U

MMPUMECHATDH IMMOBTOPHO.

[IpenmodTuTebHO MAHHYK CTAIUIO TPOBOAST B 3aKPhITOM cocyne (Hampumep, O0e3

OTPaHUYEHUS B ABTOKJIABE).

[IpennoyTuTeNnbHO NAHHYIO CTaIUI0 MPOBOIAT C HENPEPHIBHBIM yaajeHHeM (Harmpumep, Oe3
OTpPaHHYEHUS] TOCPEACTBOM (PPAKIMOHHOH TMEPEeroHKH T[OA JaBJIeHHEeM) MOOOYHBIX
NPOAYKTOB (HAIIpUMep, METAHOJIA W/IITK 3TaHOJa). boJiee npennoyTuTenbHO, rie COeAMHEHNE
dopmynsr (VII) mpencrarisier cobol TpUMETHIOPTOPOPMHAT WM TPUITHUIOPTOPOPMHAT,

PEAKLUIO IPOBOAST C HEMPEPBIBHBIM YAAJICHIEM METAHOJIA UJIH 3TaHOJA.
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Cxema 2.

R1 7

N _Q RS R'®
HN" >< ~z . A
RV "R’ R

X
H
Y A x N Q (V) \(\
A ) \/\N/R1><R2\Z Z

+ Q\
z
0 (b) (© R1><R2

) 0

Cranus (b). OOpasoBaHue ruapasoHa

5 Coenunenuss ¢popmynsl (IV) moryrT ObITh MONY4YEHBI MYTEM OCYINECTBJICHUS PEAKIUH

coenmnneHust popmyet (11):

A~ Y
D),
10
rae AnY Onpe€AcCJICHbI B TAHHOM JOKYMCHTC,
¢ coenquHeHueM (popmysl (11I):
N_ _Q
HoN” Nz
5 R1><R2
(1),
rme R, R>, QuZ OTIpeNieNIeHbl B JTAHHOM JJOKYMEHTE, C TIOJy4YEeHUEM COCIHHEHUsST (HOpMYJIbI
(IV):
A N_ _Q
~Y >< ~z
20 R’ R2
av),

rae A, Q, Z, R! uR? OIpPENEJICHBl B TAHHOM JOKYMEHTE.
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Kak mnpaBuwno crnocod, ommcanHbeli Ha craauu (b), MOXHO OCYLIECTBISATH B UUCTOH
PEAKLIMOHHOM CMECH, OHAKO €ro TaKK€ MOJKHO OCYIIECTBJISTh B PACTBOPHUTENE MM CMECH
pacTBOpHUTENeH, TakMX Kak Oe3 OrpaHM4YeHMs BOJA, YKCYCHas KHUCIJIOTa, IPOIHOHOBAs
KUCJIOTA, METAHOJI, 3TAHOJ, MPOMAHOJ, U30MPOIAHOJN, TpeT-OyTaHodn, OyraHous, 3-meTwi-1-
OytaHon, Tterparuapodypas, 2-merunterparuapodypan, mpem-OyTHIMETHUIOBBIH 3dup,
mpem-aMUIMETIIIOBBINT ~ 3GUp,  LUKJIONEHTWIMETWIOBBI  3(up, AUMETOKCHMETaH,
IVSTOKCHMETAH, JAHWIPONOKCHMETaH, |,3-THOKCONaH, IUMETWIKapOOHAT, AMXJIOPMETaH,
auxjopatad, N, N-mumerundopmamun, N, N-numerunaneramun, N-MeTUITHPPOIUIOH
(NMP), auleTOHUTPUII, IPOTUOHUTPIIL, Oy TUPOHHUTPHJIL, OEH3OHUTPUI (HITH €ro MPOU3BOIHOE,
Hanpumep 1,4-nuimanobenson), 1,4-nuokcan umu cynbdonan. [IpennoururensHo cranmto (b)
crioco0a OCYIIECTBISIFOT B BOJE, AllETOHUTPUIIE, MPOMUOHUTPIIIE WIH OyTHPOHHUTpPHIIE (I
UX CMECSIX).

[IpennoururensHO B ciydae, rae Y mnpexacrasisier coboit rpymmy Y-I mms coenuneHws
dopmynsr (II), cmocob, ommcanHbli Ha craauu (b), OCYIIECTBISIOT € HENPEPHIBHBIM

yIaeHneM (HanpuMep, IyTeM [eperoHkn) Biceoboxkmaemoro amuaa (HNRPR'™).

Kak mpasuno, crnocod, onmcanHbli Ha craguu (b), MOXXHO OCYIIECTBJIATH B NPHCYTCTBUU
KUCJIOTHOHN noOaBku bpaHcTena mnm cMecu KUCIOTHBIX 100aBoK bpaHcrena, Takmx kak Oe3
OrpaHUYEHUs] TPUPTOPYKCYCHAsT KHUCIIOTA, YKCYCHas KHCJIOTa, IPOMHOHOBAs KHUCIOTA,
XJIOPHUCTOBOJOPOAHASL KHCJIOTA, cepHas kuciora. [IpemnoururensHo craguio (b) cmocoba
OCYLIECTBIISIFOT B MIPUCYTCTBUH TPUPTOPYKCYCHOM KHCIIOTBI, XJIOPUCTOBOAOPOIHOMN KUCIIOTBHI,
CEPHOI KUCJIOTHI WK TETPaGTOPOOPHOI KHUCIOTHI.

KonudecTBo KUCIOTHOH m00aBKu, Kak mnpaBujo, coctaBiser ot 0,01 skBuBajenta mo 10

5KBUBAJIEHTOB, MPEANOYTUTENBHO OT 0,1 10 2 3KBUBaJICHTOB.

Kak mpasuiio, crocod, onmucansbiii Ha ctaguu (b), MOXKHO OCYIIECTBISTH HENMPEPHIBHBIM

oOpa3om (Hampumep, ¢ MPUMEHEHUEM KOJIOHKH JJIsl HEMPEPhIBHOW MEPETOHKH).

Kax mpaBmiio, cnoco0, onucanHbiii Ha ctaanu (b), MOKHO OCYIIECTBIISITH NIPH TEMITEPATYpe

ot 0°C no 120°C, npennourturensHo ot 10°C no 50°C.

Cranus (c). IHuknusamus
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Coenunenne ¢opmynbl (I) Moxker OBITh MMOJYYEHO WyTEM OCYINECTBIEHUS pPEaKIHU

coenuneHus popmyisl (IV):

H
A N
N~ 1><Q2\ 7
R R

av),
roe A, Q, Z, R uR? ompenesieHbl B JAHHOM JOKYMEHTE, ¢ coequHeHneM Gopmyist (V) wim

ero CoJb0 Ui N-OKCHIOM;

V),
. 15 ple pl7 18
rne kaxaeli w3 R, R, R©" u R™° omnpeneneH B NaHHOM [OKYMEHTE, C IOJy4EHUEM

coenuneHus popmyier (1),

A
X

NS .Q
N7 >< Nz
RV “R?
(D),

rae A, Q, Z, R! uR? OIpenesIeHbl B TaHHOM JOKYMEHTE.

Kax npaBwiio, cranuio (¢) crocoda OCYIIECTBISIOT B NMPUCYTCTBUM MOAXOMSIIEH 100aBKH,
obecrieunBaromeil KOHTPoJb pH peakimoHHOH cpenpl (mpeanouyrutenbHo pH peakunoHHOM
cpensl coctraBisier ot -0,5 o 6, Oomee mnpenmoururenpHo or 0 g0 6, eme Oonee
npeanoututenbHo ot 0 mo 2,5), Takoil kak Oe3 orpaHMdeHus anerar MopdonuHus,
XJIOPUCTOBONIOPOAHAST ~ KUCJIOTA, TPUPTOPYKCYCHAsT  KHUCIIOTA, YKCYCHas  KHUCIIOTa,
NPONMOHOBAsT KUCJIOTA, CepHasl KHCIOTa, BHHHAS KHUCJIOTA, INaBEJeBas KHCIOTA,
runapocysibdat kanus, ruapocyibdar Hatpus, ¢ochar quHaTpus Wi GochaT MOHOHATPHUSL
[IpenqnoururensHo cramuio () cmocoba OCYLIECTBISIOT B NPUCYTCTBUHU  alleTaTa
MopdonuHUs, TPUPTOPYKCYCHOM KHUCIOTHI, BHMHHOW KHCJIOTBI, IIABEJIEBON KHCIOTBHI,

ruapocynbpaTa Kajusl, XJOPHCTOBOAOPOAHON KHCJIOTBI MM CEpHOW KHCIOTHL bornee
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NPEATOYTUTENBHO CTAIUIO (C) crmocoba OCyIIeCTBISIIOT B IPUCYTCTBUHU XJIOPHCTOBOAOPOAHOM

KHUCJIOTHI, auu€rara MOp(bO.]'II/IHI/Iﬂ I BUHHOM KHMCJIOTHI.

ITpeanouturenbHO craamio (C) cnocoda OCYINECTBISIOT B MOAXOASINEH PeaKLIMOHHON cpene
npu pH ot -0,5 no 6. bonee mpeamoutuTenbHO craauio (C) cmocoda OCYIIECTBISIOT B
noaxonsiel peakunonHoi cpene npu pH ot 0 no 6. Euie Gosee npeanouTUTENEHO CTAIHIO

(¢) cnocoba oCcyIIeCTBIISIIOT B MOAXOMALIEH peakiinoHHOM cpene npu pH ot 0 1o 2,5.

Cnocob, ommcaHHbIi Ha craauu (C), MPEUMYIIECTBEHHO MOXHO OCYUIECTBISITH B
NPUCYTCTBUM KaTaJNW3aTopa, MPEANOYTUTEbHO KaTalu3aTopa, MPEACTABISIOMEro coOoi
kucioty Jlerouca. bonee mnpeamodturensHO craguio (¢) cmocoba OCYIIECTBISIOT B
npucyrctBun 1upkoHueBoll (Zr(IV)) mmm cxanameBoit (Sc(Ill)) comm, Takol kak 0Oe3
orpaanuenust ZrCly, ZrOCl,.8H,0, ScCl; mnmu Sc(SOs;CF3);. Eme Oonee mpeanodYTuTensHO
cTanuio (¢) cocoba OCyIeCTBISIFOT B MPUCYTCTBUU LupkorueBol (Zr(IV)) comu. Eme Gonee
NPEeNNnOYTUTENIbHO CcTaauio (¢) cmocoba ocyiecTBisitor B mpucytctBun  ZrCly  wmm
ZrOCl,.8H,0 (npeanoururensHo ZrOCl,.8H,0).

KonnuecTBo karanusaropa, Kak rnpasmio, cocrasisier ot 0,05 no 40 mon. % (B mepecuere Ha

coequnenue Gopmysl (IV)), mpennoururensuo ot 0,1 1o 20 mon. %.

Kak mnpaBwno, cmocod, ommcaHHbIH Ha cragud (C), OCYILIECTBJSIIOT B OTCYTCTBHE
JOTOJIHUTEIBHOTO PACTBOPUTENS (CHELUANUCTy B AaHHOW obsmactu OyneT MOHSTHO, YTO B
cnydae, Hamnpumep, rae coemuHeHue Gopmynsr (V) mnpencraBiasieT coOOH  TITHOKCANb
(coenunenue ¢Gopmyssl (Va), ToO OHO MOKET OBITb NPENOCTABJICHO HANpPUMEP B BHIE
40 Bec. % pacTBOpa B BOZAE, KOTOpass MOXET HCIIOJHATH POJIb PACTBOPUTENSI) WM B
NPUCYTCTBHH PACTBOPHUTENS HJIM CMECHU PACTBOPUTENIECH, TAKHX Kak 0e3 OrpaHHuYEHHs BOJA,
YKCYCHasl KUCJIOTa, MIPOMMOHOBAS KUCIIOTA, METAHOJ, STAHOJ, MTPOMAHOJ, HU30TPOINAHOJ, TPET-
Oyrtanon, OyraHon, 3-mermn-l1-Oytanon, TteTparuapodypan, 2-merwnrerparuapodypa,
OVSTWIOBBIA  3Gup, mpem-OyTHUIMETUIIOBBIH  3(up, mpem-aMUIMETIIOBBIA  3¢up,
LMKJIOTICHTUJIMETUJIOBBIN 3(Up, AUMETOKCUMETaH, TU3TOKCHUMETaH, MUIPONOKCUMeTaH, 1,3-
OMOKCONIaH,  JTHJALeTaT, ANMETHIKapOOHAT,  OUXJIOPMETaH,  JuXJop3TaH, N, N-
mumerungopmamun, N,N-mumernnaneramun, N-metmnnuppoiannon (NMP), aneroHuTpu,
NPOMUOHUTPUJ, OYTUPOHHUTPHJ, O€H30HMTPUJ (WM ero Npous3BOAHOE, Hampumep 1,4-
nunuanobenson), 1,4-nuokcan uinu cynbdosan. IIpenmouTuTenbHO COCO0, OMUCAHHBIA Ha

cranuu (C), OCYIIECTBISIIOT B OTCYTCTBHE JOMOJHUTEILHOTO PACTBOPHUTENSI WJIH B
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NPUCYTCTBHH PACTBOPHUTENSI MIIM CMECH PACTBOPUTENEH, BLIOPAHHBIX U3 TPYIIIBI, COCTOSLIEH
U3 BOZBI, METAHOJA, 3TAHONA, IPOMNAHOJA, W30MPONAaHOJa, TpeT-OyTaHona, OyTaHoma,

alleTOHUTpPUIIA, TeTparuapodypaHa u MmeTwitrerparuipodypasa.

B mnpenmouTtuTenbHOM BapuaHTE OCYIIECTBJIEHUS MAHHYIO CTaAMIO OCYLIECTBISIIOT B
npucyrctBun  nupkonueBor  (Zr(IV)) comm wu cnuproBoro pactBoputens.  bojee
NPEANOYTUTENIFHO AAHHYIO CTaaui0 ocymecTBisitoT B npucyrcteuu ZrCly wim ZrOCl,.8H,0

U METAHOJIa W/ WJIA STaHOJIA.

Crnenmanmucty B 1aHHOW 00JacTu OyAET MOHATHO, YTO Ha cTaanH () crocoda, Hampumep, e
coequHenune Gopmyisl (V) mpencrapnsier cobol rmokcanb (coenunenue Gopmyiisl (Va)),
TJIHOKCAb MOXKeT ObITh 3(P(PEKTUBHO H3BJICYEH U3 PEAKIHOHHBIX CMeCEH IOCPEACTBOM
HECKOJIBKMX  IOCJENOBATENbHBIX NpoIenyp SKkcrpakuuu (2-3) (unM  HempepbIBHON
SKCTPaKLMU) HECMEIINBAEMbIMH C BOIOW cnmpTamu (ImyTeM oOOpa3OBaHHs TeMHUALETaNeH).
ITprMepsl CIUPTOB, KOTOPbIE MOKHO MPUMEHSTh, BKIIFOYAIOT 0€3 OrpaHUYEHUs] H30aMHUJIOBBIN
CIUPT, 4-MeTUJI-2-TICHTAHOJI, TeKCAHOJI, OKTaHOJ, 2-(heHuTaHon U 3-(heHun- 1-mponaHo.
Kpome Toro, Takke MOKHO MPUMEHATb CMECH CIUPTOB C HECIIMPTOBBIMH PACTBOPUTEISIMHU.

BoccranoieHne riadokcais U3 ero reMualieTanei siBsieTCsl H3BECTHBIM.

Kax mpaBuiio, peakiyio JaHHOM CTaANK MOXHO OCYIIECTBIIATH MpH Temreparype oT -20°C no

120°C, npennouturensHo ot -10°C go 50°C.

Crenmanucty B naHHOUM oOsiactu Oynmer moHsiTHO, uTo cramuu (b) u (¢) crmocoba MOKHO
OCYIIECTBIISITh MTOCPENCTBOM OTAENbHBIX CTaIHi CrOCo0a, Ie MPOMEKYTOUHbIE COETMHEHUSI
MO’KHO BBIIEJISITh HAa KoM dtarne. B kadectBe anmprepHatuBbl ctaauu (b) u (¢) cmocoda
MO’KHO OCYIIECTBJISITh TOCPENCTBOM OJHOPEAKTOPHOM MPOLEAYPBL, TOe IMOJydaeMble
MIPOMEKYTOYHbIE COENMHEHUs HE BBIIEJSAIOT. Takum 00pa3soM, BO3MOXKHO OCYINECTBIIEHHE

crioco0a Mo HaCTOSIIEMY U300PETEHUIO MEPUOINUECKUM HITH HETTPEPBIBHBIM 00pa3oM.

Crnenmanucty B JaHHOW OONAcTH TEXHUKM OyIeT MOHSATHO, YTO TeMIlepaTypa crocoda B
COOTBETCTBUH C HACTOSLINM M300PETEHHEM MOKET BapbHUPOBATHCS HA KAXIOHN U3 cTanuil (a),
(b) u (c). Kpome Toro, naHHast BapHaOeIbHOCTb TEMITEPATYPhI TAKXKE MOXKET OTPA’KaTh BBIOOD

MMPUMEHAEMOT'O PACTBOPUTEJIA.
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[IpenqnoururenbHO C€rmocod MO HACTOALIEMY HM300PETEHHI0 OCYLIECTBISIOT B WHEPTHON

aTMocdepe, Takol kKak aTMocepa a30Ta UM aproHa.

B mpeamodTuTeNbHOM BapuUaHTE OCYIIECTBIEHHUS HACTOSIIEr0 H300peTeHHsl COeTUHEHUE
¢dopmyibl (I) TOMONTHUTENBHO MPEBPAILAOT (HATPUMEP, TOCPENCTBOM MHAPOIHN3a, OKUCITCHUS
u/uu cojieBoro oOMeHa, KaK MOKAa3aHO Ha CxeMe 3, MPHUBEASHHON HIDKE) C MOJIy4YeHUEM

arpOHOMUYECKH mpuemiieMoit cosu popmyiiel (Ia) wmn uButTep-uoHa Gopmyusl (Ib),

_ — v
A k A
| = | S
NS Q N'  Q
R R R “R?
- -
(Ta) (Ib),

1 o . )

rae Y mpexacrtamBiseT coOOH arpOHOMHYECKHM NMPUEMIIEMBbI aHMOH, U | U K MpPencTaBisOT

. 1

co0OH Lienble Yucia, KOTOpble MOTYT ObITh BbIOpaHbl U3 1, 2 unu 3 (peanoyYTUTENnbHO Y

npencrasisier coboit xuopun (Cl), u j u k pasmsores 1), u A, R, R* u Q onpenesneHs! B
2 .

naHHOM JaokymeHte, U Z° mpencrasisier coboit -C(O)OH wmmm -S(0),OH (cnmeumanuct B

IaHHOM o6acTu moiiMer, 4o Z° npexncrassier coboii -C(0)O” nmm -S(0),0).

Cxema 3.
— Y
A N () wame) | A N A x
| N Q i | N @ o | N _Q
v ~ o ~ _
NZ pi NZ z NZ e
R1><R2 (dd) W (e) R1><R2 R1><R2
— =
|
Y (la) (Ib)

Cranus (d). T'unponus

Ecnu Tpebyercs, TO MOKHO NMPOBOAWMTH THAPOIHM3 C NMPUMEHEHHEM CIOCOOOB, M3BECTHBIX
CHEeLMANNCTY B JaHHOM oOnactu. I'muponms, kKak NpaBWIO, NMPOBOIAT C NPUMEHEHUEM

NOoAXOAAIIECTO pearcHra, B TOM 4UCJIC 0e3 OrpaHHUYC€HUA BOOAHOTO pacTBOpa cepHoiﬁ KHUCJIOTHI,
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KOHLIEHTPUPOBAHHON XJIOPUCTOBOIOPOIHOW KHUCIIOTBI WJIM KHUCJIOTHOH HMOHOOOMEHHOM

CMOJIBI.

Kak mpaBwio, THUAPOIM3  OCYWIECTBISIIOT C  NPUMEHEHWEM BOJHOTO  pacTBOpa
XJIOPUCTOBOOPOHOM KHCIOTHI (Hampumep, Oe3 orpanuuenusi 32 Bec. % BogH. HCl) wnm
cmecu HCI u momxopsiiero pacTBopuTtessi (TaKOro Kak 0e3 orpaHMYeHHs YKCyCHasi KUCIIOTa,
H30Mac/siHasE KHCJIOTa WJIM TPOIMHOHOBAasl KHCJIOTA), HEOOs3aTeNbHO B MPHUCYTCTBHH
JOTOJHUTENBHOTO TMOIXOASALIEr0 pacTBOPUTENs (Hanmpumep, Oe3 OrpaHUYeHUs] BOABI) NPHU

noaxonsmei Temneparype ot 0°C no 120°C (nmpennouturenshao ot 20°C mo 100°C).

Cranus (dd). Oxkucnenue

B kauectBe anbpTepHaTHBBI, Hampumep, rae Z mpencraensier codor -CH,OH, Bmecto
TUAPOININ3a MOKET MOTPEeOOBATHCSI OKHCIEHHE C MOJNYYEHHEM COOTBETCTBYIOIIEH KapOOHOBOI
KUCHOTHI, Tae Z mpencrasisier coboi -C(O)OH. JlaHHOe OKMCIeHHEe MOXXHO MPOBOAHTH C
NPUMEHEHHEM CIOCOOOB, W3BECTHBIX CIIELUANUCTY B JAaHHOW oOmacth. OIHUM TakuM
croco0OM, Hampumep, SBISETCA OKHCICHHE [ME€PBHUYHBIX CHOHPTOB C  IOJIYYEHUEM
COOTBETCTBYIOIIMX KApOOHOBBIX KHCJIOT C TOMOINBI) CHCTEMBbl THIOXJIOPUT HAaTpUs
(NaClO)/xnopur nHatpus (NaClO,) B npucyrcreuu 2,2,6,6-TeTpaMeTUINUIIEPUANH- | -OKCHIIa

(TEMPO) 1 conyTCTBYIOIIUX HUTPOKCHIIBHBIX PAIUKAJIOB B KAUECTBE KaTaJIu3aTopa.

B nanHOM crnocobe OKHCIeHHs MPUMEpPbI COJIeH TMIOTraJOMIHBIX KHUCIOT, KOTOPBbIE MOXHO
NPUMEHSITh, npenycMaTpuBatoT runoopomut Hatpus (NaBrO), runoxnopur Hatpusi (NaClO)
u runoxiopur kamust (KCIO). Ilpumepbl coseil TajJOuAHBIX KHCJIOT, KOTOpPbIE MOXKHO
NpUMEHsITh, TpeaycmarpuBaroT Opomut Hatpust (NaBrO,), xjopur Hatpus (NaClO,) u
xyjopur Maraus (Mg(ClO,);). Tlpumepbl HUTPOKCHIIBHBIX PATUKAJIOB, KOTOPBIE MOXKHO
NPUMEHSTh, MpeaycMaTpuBaloT 2,2,6,6-rerpaMermnnunepunut-1-okcun (TEMPO), 4-
aneramuno-TEMPO, 4-kapbokcu-TEMPO, 4-amuuo-TEMPO, 4-pochonokcu-TEMPO, 4-(2-
opomaneramuno-TEMPO, 4-runpokcu-TEMPO, 4-oxcu-TEMPO, 3-kapOokcuin-2,2,5,5-
TETPaMETUIIITHPPOUANH- 1 -okcHy, 3-kapOamomn-2,2,5,5-TeTpaMeTHImUppOIUANH- 1 -OKCHIT U

3-xkapbamoni-2,2,5,5-reTpaMeTi-3 -nupOopUH- 1 -UIOKCHIT.

B p€aknnu, KakK IMpaBUJIO, Tpe6yeTcsl KATAIUTUICCKOE KOJIMYCCTBO TUIIOXJIOPHUTA HATPUA

(marmpumep, 5-10 mod. %) 1St MHULMALUY PEAKLIUU U 110 MEHBIIEH Mepe CTEXHOMETPUIECKOe
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kommmuectBo xjopura Hatpus. Cucrema NaClO/TEMPO okucnser cnupt o0 aimbaeruaa, u
NaClO, okucnser anprerus 10 KapOOHOBOW KHUCIOTHI in  Sifu C CONYyTCTBYIOLIUM
obpazoBanueM | skBuBaneHTa NaClO, KOTOpBIil H3pacxoayercs BO BpeMsl OKUCIIEHHUS CIIHPTA

A0 ajibacrujaa.

MOXHO TNpPUMEHSATh JApPyrue H3BECTHbIE CIOCOOBI OKUCIEHMS CIIUPTOB C IOJIy4YeHHEM
aNbJETUIOB M QJbJETHAOB C TMOJyYeHHeM KapOOHOBBIX KHUCJIOT. Hampumep, MOXKHO
MPOBOAUTD MPSIMOE OKUCIICHHE CITUPTA C MOJyYeHHEeM KapOOHOBOM KUCIOThI C MPUMEHEHUEM
NepoKCHa BOAOPOZAa B TPHUCYTCTBHM KATaIM3aTOpa, MPEACTABISAIOIIEro COOOH Coib
BOJIb(ppaMoBOl KHCIOTHI (Hampumep, Na,WQ,), — cm., mHampumep, Noyori R et al, Chem

Commun (2003), 1977-1986.

Cranus (e). Conesoii 0OMeH

Ecnmu Ttpebyercs, TO MOXHO NPOBOAUTH CONEBOM oOMeH coenuHeHus ¢opmynbsl (I) ¢
nojiyueHueM coenuHeHus Gopmyiel (Ia) ¢ mpuMeHeHneM crocoO0B, N3BECTHBIX CHELHAIICTY
B JJAHHOW 00JacTH, U TakoW OOMEH OTHOCHUTCS K CIOCOOYy MpEeBpaIleHHst OJHOU COJIEBOU
dopmbl  coenmuHeHMs B Ipyryi0 (QaHHOHHBIH OOMEH), HampuMmep IpeBpalleHHs
tpudropaneraroit (CF3CO,") conu B xmopuanyto (Cl) conb. ConeBoii 0OMeH, Kak MpaBuiIo,
HPOBOIAT C TNPUMEHEHHEM HOHOOOMEHHOH CMOJbI HJIM C TIOMOIIBI) PEaKLUU COJEBOrO
MeTaTe3nca. Peakluu COJEBOro MeTaTe3Mnca 3aBUCAT OT BOBJICYEHHBIX HOHOB, HalpuMep
coenquHenne Gopmyasl  (I), TOEe arpoOHOMHUYECKH TpUEMJIEMAasi COJIb  COOEPIKUT
ruapocynbpatHeii annoH (HSO4'), Moxer ObITh 3aMEHEHO C MOJNYYEHHEM COEeIUHEHHsI
dopmymst (Ia), rme Y' npencrasisier coGoii xmopumsbii anmoH (Cl), myrem o6paGoTkm
BOIHBIM pacTBopoMm xjopuna Oapus (BaCl,) wmm  xjopuma xameiusi  (CaCly).
[IpennournrenbHO coneBoil oOMeH coexuHeHust Gopmyibl (I) ¢ momydeHHeM COenMHEHUs

dbopmyel (Ia) mpoBoAsT ¢ XJIOPUIOM Oapwsl.

B mpenmodtruTepHOM BapUaHTE OCYIIECTBIIEHUS HACTOSLIETO M300pETeHHs MPenyCMOTPEH
criocod monyueHusi coenuHeHusi Gopmysbl (I) wim ero arpOHOMUYECKH MPUEMIIEMON COJU

WJIM [IBUTTEP-UOHHBIX (popM,
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A
\E\
N Q
N¢R1><R2\ z
O,

rae

A mpencraByisier coOOH O-4JIEHHBIH TreTepoapui, BBIOPAHHBIA W3 TPYMIbI, COCTOSINEH H3

dopmyn A-Ia — A-Illa (mpennmouturensHo A-la mmu A-111a), npuBeneHHBIX HUXKE,

KP " &
k N

\N)yf \N §N

A-la A-lla A-llla

rac JOMaHas JIMHHA 0003Ha4aeT TOYKY NPUCOCOAUHCHHA K OCTaJIbHOH YacTu COCAUHCHUA

dopmyel (I); u

R! MpeICTaBIIsieT COOO0M BOIOPOL;

R’ npescraBisier coGoii BOXOPOX,

Q npencrasnsier coboi (CRlasz)m;

m paBHsiercs 1

Kkaxapii 3 R u R™ npencTasJsier COO0H BOIOPO;

Z BbIGpan u3 rpymmbl, cocrosimeii w3 —CN, -CH,OH, ~C(0)OR'’, -S(0),0R"’ u -CH=CH,
(npenmnourutensio —CN, —C(O)OR' u -S(0),0R', Gonee mpemmoururensio -CN u —

C(O)OR'"); u

10 o
R BbIOpan u3 rpynmsl, cocrosuiei u3 Boropona u C-Ceankumna (MpeanoYTUTENbHO METUIIA,

STHIIA WU mpem-0yTHIa);
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IIPH 3TOM YKa3aHHBIHA CIIOCO0 MpeaycMaTpUBaeT

OCyIeCTBJIeHHE peakuuu coequHerus Gopmynsl (IV):

H
A N
\AN/ 1 cz\z
R R

rne A, Q, Z, R' uR? OIpeNIeJICHBI BBILIE,

C COenqUHEHHEM, BBIOPAHHBIM U3 TPYIIIBL, cocTosiiel u3 coenunenns ¢popmyn (Va), (Ve-1I),

(Ve-I), (VI-I) u (Vg-I) (mpeanoururensHo coennaeHueM Gopmyiel (Va)),

(|) o O. _OH
H IKKO/ [OIOH
o o)

(Va) (Ve-Ih (Ve-)
cl ~No
Cl
Yko/ /0 O/
o)
N SN
(VF) (Vg-))

VI €0 COJIBIO Mith N-OKCHJIOM C MOJy4eHueM coenuueHus: popmyisr (I).

[IpenmodrureIpHO MPEAYCMOTPEH CrOCO0 mosydeHus: coenuHeHus gopmynsr (I) umu ero

arpOHOMUYECKH MPUEMIIEMON COJIM MJTU LIBUTTEP-HOHHBIX (HOpM,

A
\E\
N a
NZ 1>< 2\Z

R®™ R @,
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rae

A mnpencraBiser coOOH 6-uJ€HHBIM reTepoapusl, BBIOPAHHBIA W3 TPYMIbI, COCTOSINEH H3

dopmyn A-Ia — A-Illa (mpennoururensHo A-la unu A-I1la), npuBeneHHBIX HUXKE,

(\IN " &
J, C
A-la A-lla A-llla

rac€ JioOMaHasi JIMHHA 0003Hauaer TOYKY NPUCOCANHCHHA K OCTaJIbHON YacTH COCIUHECHUA

dbopmyel (I); u

R! NPeCTaBIIsieT COOOM BOIOPO;

R’ MPeCTaBIIsieT COOOM BOIOPO;

Q npencrasnsier coboi (CRlaRZb)m;

m pasHsiercs 1

kaxcabiii u3 R™ 1 R™ npencrasmsier coGoit BOXOPOL;

Z BbIGpan u3 rpymmbl, cocrosimeii u3 —CN, -CH,OH, —C(0)OR'’, -S(0),0R"’ u -CH=CH,
(npenmnoururensio —CN, —C(O)OR' u -S(0),0R', Gomee mpemmournrensuo -CN u —

C(O)OR'); u

10 .
R BbIOpan u3 rpynmsl, cocrosei u3 Boxopona u C-Ceankumna (MpeanoYTUTENbHO METHJIA,

STHIIA WU Mmpem-0yTHIa);
IIPY 3TOM yKa3aHHBIN cr1ocod mpeaycMaTpuBaeT

OCyIIecTBIIeHHEe peakuuu coequaerns Gopmynsl (IV):



10

15

52

H
A N
wN/ QL 7
RV “R®

rne A, Q, Z, R'uR? OIIpPENIEJICHBI BBILLE,

C COemqUHEeHHEM, BBIOPAHHBIM U3 TPYIIIBI, cocTosimel u3 coenunenus ¢popmya (Va), (Ve-II),

(Ve-I), (VI-I) u (Vg-I) (mpeanoururensHo coennaeHueM Gopmyiiel (Va)),

f o O. _OH
ﬁ/J ﬁ/i\\O//’ [:c;:1::o+1
o o)

(Va) (Ve-Ih (Ve-)
cl No
cl
\H\o/ /O 0/
o
~ SN
(VE) (Vo))

WINA €ro COoNbl0 WU N-OKCUIOM B MOAXOAALIEH peakuuoHHOH cpene npu pH ot -0,5 no 6

(mpennouturensro npu pH ot 0 10 2,5) ¢ monyuenuem coenunerns Gpopmysl (I).

B nmpyroM mpeanouTHUTENIbHOM BapUaHTE OCYLIECTBJICHHS MPETyCMOTPEH CIOCO0 MOyYeHMUsI

coequHenus popmybl (I) wim ero arpOHOMUYECKH MPUEMIIEMOU COJTH WJIH I[BUTTEP-UOHHBIX

A

@
NS .Q

N¢R1><R2\ z

@,

dopwm,
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rae

A mnpencraBiser coOOH 6-uJ€HHBIM reTepoapusl, BBIOPAHHBIA W3 TPYMIbI, COCTOSINEH H3

dopmyn A-Ia — A-Illa (mpennoururensHo A-la unu A-I1la), npuBeneHHBIX HUXKE,

(\IN " &
J, C
A-la A-lla A-llla

rac€ JioOMaHasi JIMHHA 0003Hauaer TOYKY MNPUCOCINHCHHA K OCTaJIbHOM YaCTH COCAUHCHUA

dbopmyel (I); u

R! NPeCTaBIIsieT COOOM BOIOPO;

R’ MPeCTaBIIsieT COOOM BOIOPO;

Q npencrasnsier coboi (CRlaRZb)m;

m pasHsiercs 1

kaxcabiii u3 R™ 1 R™ npencrasmsier coGoit BOXOPOL;

Z BbiGpan u3 rpymmsy, cocrosimeii u3 —CN, -CH,OH, —C(0)OR'’, -S(0),0R"’ u -CH=CH,
(npenmnoururensio —CN, —C(O)OR' u -S(0),0R', Gomee mpemmournrensuo -CN u —

C(O)OR'); u

10 .
R BbIOpan u3 rpynmsl, cocrosei u3 Boxopona u C-Ceankumna (MpeanoYTUTENbHO METHJIA,

STHIIA WU Mmpem-0yTHIa);
IIPY 3TOM yKa3aHHBIN cr1ocod mpeaycMaTpuBaeT

OCyIIecTBIIeHHEe peakuuu coequaerns Gopmynsl (IV):
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H
A N
wN/ QL 7
RV “R®

rne A, Q, Z, R'uR? OIIpPENIEJICHBI BBILLE,

5

C COemqUHEeHHEM, BBIOPAHHBIM U3 TPYIIIBI, cocTosimel u3 coenunenus ¢popmya (Va), (Ve-II),

(Ve-I), (VI-I) u (Vg-I) (mpeanourutensHo coennaeHueM Gopmyiel (Va)),

(l) o O OH
H Kko/ [ I
| 0~ SoH
© ol
(Va) (Ve-Ih (Ve-)
Cl \O
Cl
o)
~ SN
(VED Va-) ’

10 WJIN UTO COJIbI0 WM N-OKCHUAOM

B MOAXOASIIIEH peakuoHHo cpene npu pH ot -0,5 no 6 (mpeanoururenshuo npu pH ot 0 1o

2,5, 6onee mpeanourutensHo npu pH ot 0 go 1,5) u B NmpUCYTCTBHHM LHMPKOHUEBOH WIIH

ckaHnueBo coium (mpenmoututrenbHo, B npucyrctBun ZrCly wmm  ZrOCl,.8H,0) ¢

nosydyeHueM coenuaenus Gopmysi (I).
15

Ipumepsl

Crenyrouiie nmpuMepsl IOMOJHUTENBHO WUTIOCTPHPYIOT, HO HE OTPAaHWUYMBAIOT HACTOSINEE

n3zo0perenne. Crenmanuctel B AaHHOW oOjactu OynyT CBOEBPEMEHHO paCIO3HABAThH
20 COOTBETCTBYIOLIME OTIMYUS OT NPOLEAYP KaK B OTHOIICHWH PEareHTOB, TaK U YCJIOBHI

peakLuii U METOAUK PEAKLIUM.
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[IpuMeHsIFOT ClieAyroNue COKpPAIIeHHs: S = CHHIJIET, br s = upokuil cuHriet, d = gyoner;,
dd = nBotiHoit nmybOner, dt = aBOWHON TpuUIIeT, t=TpUIUIET, tt=TPOWHONW TpPHILIET,

(= KBapTeT,  quin = KBUHTyIUIeT, sept=cenrer, m = myuapTumier; GC = razosas

xpomatorpadusi, RT = Bpems yAEpKUBAHUS, Ti = BHyTpeHHsIs TEMIEPaTypa,
MH" = monekynsipHas Mmacca MOJIEKYJIAPHOT O KaTHOHa, M = MONAPHOCT®,
QIH SJMP = xonu4yeCTBEHHBIN 'H SIMP, K. T. = KOMHaTHas TEeMIIepaTypa,

UFLC = cBepxObIcTpas >)KMIKOCTHAs Xpomarorpadust.

'H SAMP-cnextpsl perucrpuposanu npu 400 MI'L, ecniu He yka3aHO MHOE, U XUMHUYECKUE

CABUTH PErUCTPUPOBAJIN B ppm.

Hekotopble 3Ha4Ye€HUS XUMHYECKOTO BBIXOAA OBUIM PACCUUTAHBI TOYHO C NMPUMEHEHHEM
kommuectBeHHoro 1H SAMP wu 1.3,5-tpumerokcubensona wim KopenHa B KadecTBe
BHYTPEHHErO CTaHAapTa. B ciydasx, rae XMMHUYeCKUH BBbIXOJ OCHOBaH HA KOJWYECTBEHHOM
IH SAMP, mpupony mo0Oro COOTBETCTBYIOLIETO MPOTHBOMOHA TNPEATONAraldT Ha OCHOBE
NPUMEHSIEMbIX YCJIOBUH PEaKLUH, OAHAKO CHEeNUAJINCTy B JAaHHOH o0nacTu OyJeT MOHSTHO,
YTO HEOUHUIIEHHAs PEaKIMOHHAS CMECh TaKKe MOXKET BKJIIOUaTh (0€3 OrpaHUuYEHUs) Apyrue
NPOTUBOMOHBI, Takue Kak xjopupn, Opomua, Woxuza, ¢ropun, ruapocyibpaT, Me3unarT,

OKcasaT, TapTpar U TpUPTOpaLeTar.

Cnocobsr LCMS

CraHnapTHBIN

CriexTpbl perucTpupoBaivd Ha Macc-criekTpomerpe oT Waters (OIXHOKBAaIPYHOJIbHBIN Macc-
cnektpometp SQD, SQDII), ocHalleHHOM UCTOYHUKOM 3JIEKTPOPACIIbUIEHHUS

(ONAPHOCTH: TOJIOKHUTENbHbIE M OTPULIATENIbHBIE HOHBIL, HANpPSUKEHHE Ha  KalUBIpe:
3,00 kB, guana3zoH HanpspkeHul Ha koHyce: 30 B, HanpsbkeHue Ha skctpakrtope: 2,00 B,
temnepatypa ucrouHuka: 150°C, temneparypa neconbBatauuu: 350°C, pacxon rasa B
koHyce: S50 /4., pacxon rasa st necosbaraumu. 650 /4., nuamasoH macc: ot 100 mo
900 [Ta), u Acquity UPLC ot Waters: Hacoc aiisi IByXKOMIIOHEHTHBIX CMeCel, HarpeBaeMoe
OTHeNeHne JUIsl KOJIOHKH, NEeTeKTOp Ha auonHou martpuue u gerekrop ELSD. Kononka:
Waters UPLC HSS T3, 1,8 mxm, 30x 2,1 MM, Temnepatypa: 60°C, nuana3oH 3HA4CHHM
mnmuHel BomHBL DAD (HM): ot 210 go 500, rpagment pactBopurens: A = Boma+ 5%
MeOH + 0,05% HCOOH, B = aueronurpun + 0,05% HCOOH; rpaguent: ot 10 no 100% B

3a 1,2 muH.; pacxoxn (mi/muH.): 0,85.
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CTragnapTHBINA OIPOAOJLKUTENbHBIN

CriexTpbl perucTpupoBad Ha Macc-criekTpomerpe oT Waters (OIHOKBaIPYHOJIbHBINH Macc-
cnektpometp SQD, SQDII), ocHaIeHHOM UCTOYHUKOM 3JIEKTPOPACIIbUICHUS

(TIONSIPHOCTD: MOJIOXKUTENIbHbIE W OTPHLATEJbHbIE HOHBI), HANpPSDKEHHE Ha Kamwusipe:
3,00 kB, nuana3zoH HanpspkeHuil Ha koHyce: 30 B, HanpsbxkeHue Ha skctpakrtope: 2,00 B,
temnepatypa ucrouHuka: 150°C, temmeparypa apeconmbBaraumu:. 350°C, pacxom rasa B
koHyce: S50 /4., pacxon rasa st mecosbBaraumu. 650 /4., nmuamasoH macc: ot 100 mo
900 Ia), u Acquity UPLC ot Waters: Hacoc aJisi IByXKOMIIOHEHTHBIX CMeCeH, HarpeBaeMoe
OTHeNIeHHue JUIsl KOJIOHKH, NEeTeKTOp Ha auomHon martpuue u nerekrop ELSD. Komonka:
Waters UPLC HSS T3, 1,8 mxm, 30x 2,1 MM, Temneparypa: 60°C, numana3oH 3Ha4YCHHUM
mmuHel BomHBL DAD (HM): ot 210 go 500, rpagmeHt pactBopurens: A = Boma+ 5%
MeOH + 0,05% HCOOH, B = aueronurpun + 0,05% HCOOH; rpaguent: ot 10 o 100% B

3a 2,7 muH.; pacxon (Mi/muH.): 0,85.

IIpumep 1. Tlonyyenue TpudTopaleraTHOW coju  TperT-OyTuia-3-(4-nupuMuaug-2-

WINUPUIa3uH- 1 -nii-1-win)oponadoara u3 Tper-OyTmi-3-[2-(2-nupumMunyg-2-

I/IJ'IBTI/IJ'II/II[eH)FI/I,HDaSI/IHO]HDOHaHoaTa U ITMOKCAJIA

o}
N F _
N | P . 0
| )\/\ N o) o N Z F
Z XN + AN F - I,
O\ﬁ

IIpouenypa

Anerat Mop¢OJIMHUS TOJYYad in situ myTeM cMemuBanust MopdonuHa (1 5KB.) U YKCYCHOM
kucaotel (1 3kB.).

B pactBop anerara mopdonunms (0,158 r, 1,07 mmons, 0,85 5kB.), rimmokcans (0,366 mi, 40%
B H,0) u tpudropykcycnoii kuciote! (0,287 r, 2,52 mmoinb, 2 5kB.) B auokcane (0,5 mu)
n00aBIsIM PacTBOpP TPET-OyTHII-3-[2-(2-MUpUMHANH-2-UISTHINACH )T HAPA3UHO |TPOITaHoaTa
(0,333 1, 1,26 Mmmoub) B quOKcaHe (2,5 Mir) MOCPEICTBOM IIMPHUIIEBOIO HACOCA B TEUEHHE 3 4.

PeakunOHHYIO CMECH NEpEMELINBAIM IPU KOMHATHOU TeMIlepaType B TedeHue 15 u.
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3aTeM CMeCb KOHLEHTPUPOBAJIM IIPU TOHUKEHHOM JaBJI€HHUU. XUMHYECKUH BbBIXOJA
TpudTOpaLIeTATHON conu TpeT-OyTIi-3-(4-nupuMUANH-2-WINHpUAa3uH- 1 -uii-1-
WI)IIPOTIAHOATA OMpEeAeNsiin ¢ nmpuMeHeHneM konndecrseHHoro 1H SMP ¢ mpumenenuem
1,3,5-TpuMeTokcnbeH301a B KaUeCTBe BHYTPEHHET0 CTAHAAPTA, M OH COCTaBIISLI 33%.

'H AMP (400 MI', MeOH-d4) & ppm: 10,4(d, 1H), 10,04(d, 1H), 9,43(dd, 1H), 9,14(d, 2H),
7,72(t, 1H), 5,17(t, 2H), 3,24(t, 2H), 1,45(S, 9H)

ITpumep 2. Tlonyyenue TtpudTopaueratHol coau  TperT-OyTui-3-(4-nupuMuaug-2-

WINTAPUIA3UH- 1 -uii- 1 -wn)opornasoara u3 Tper-oyTmi-3-[2-(2-nupumunug-2-

WIHTWIKWAEH ))runpasudo|oponanoara v 1.1.2.2-TeTpaMeTOKCUITAHA

(\N No | (\N
H
0 =
N)\/\N/N\/\I/O + T)\/ N)\(\”
N
Oj< O\ \N/

(o]

F —_—
(o]
F
F
+\/\(0

0\K
IIpouenypa

Auerat MOphOTUHHMS TIOJy4YaJH in situ myTem cMernrBanus MopdonuHa (1 5KB.) U YKCYCHOM
KUCIOTHI (1 3KB.).

B cycnensuro anerara mopdonunus (0,158 r, 0,85 5kB.) B nuokcane (0,5 mu) mobapnsuiu
napajuiebHO pacTBop Tper-OyTIi-3-[2-(2-nupuMuuH-2-
wTWIHAEH )ruapasuHo Jnponanoata (0,333 r, 1,26 mmonb, 13kB.) B auokcane (1 mi) u
pactop 1,1,2,2-rerpamerokcustana (0,398 r, 2,00 5kB.) M TPUPTOPYKCYCHONH KHCIOTHI
(0,287 1, 0,193 mu, 2,00 3kB.) B iuokcane (1 M) ¢ MpUMEHEHHEM ABYX IINPHUIEBbIX HACOCOB
B TeueHne 24 15. Xummueckwii BbIXOA TpuTOpaneraTHOW comu Tper-OyTmi-3-(4-
MUPUMHINH-2-WIMHPUIA3UH- | -1ii- 1 -nir)mponanoara OIPEAEIISLIN c IIPUMEHEHUEM
xonunuectBeHHoro 1H AMP ¢ nmpumenenuem 1,3,5-tpumerokcudensona (20 Mr) B KauecTse
BHYTPEHHEro CTaHAapTa, U OH cocTasisii 31%.

'H SIMP (400 MI', MeOH-d4) & ppm: 10,4(d, 1H), 10,04(d, 1H), 9,43(dd, 1H), 9,14(d, 2H),
7,72(t, 1H), 5,17(t, 2H), 3,24(t, 2H), 1,45(S, 9H)
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IIpumep 3. Tlonyyenue TpudTopaneraTHoOW cojgu  TperT-OyTuia-3-(4-nupuMUauH-2-

WINUPUIA3uH- 1 -uii-1-wi)oponadoara u3 Tper-OyTmi-3-[2-(2-nupumMunug-2-

I/IJ'IBTI/IJ'II/II[eH)FI/II[DaSI/IHO] IponaHoara u 2.2-1uMeTOKCHalleTaIbIeruaa

fN y o
o 7
NMN/NVYO + 0)\/ —_— N I o
K< | WY

IIpouenypa

Anerat Mop¢OJIMHUS TOJYYay in situ myTeM cMmemuBanusi MopdomuHa (1 5KB.) U YKCYCHOM
KucaoThI (1 3KB.).

Tper-byTnn-3-[2-(2-mupuMUANH-2- U3 THINACH )TUAPA3HHO |TpONaHoaT NOJIy4aau B
COOTBETCTBHHM C TPOLEAYPOH, OMHCAaHHOW Hmwke B mnpumepe 11, w3 Tper-Oyrmn-3-
ruapasunonponanoara (0,134 r, 1,3 sks.) u (E)-N,N-numeTnn-2-nupumMuIuH-2-iI3TeHAMHHA
(0,11, 0,67 mmonb, 1 3kB.).

IlonyueHHbIl HEOYMILEHHBIN Tper-OyTiin-3-[2-(2-nupumMuanH-2-
WITHINEH )ruapasuHo Jnpornanoat (0,67 mmonb, 1 5kB.) pactBopsiu B auokcase (0,5 M) u
nobasnsiu anerat mopdonunus (0,093 r, 0,63 mmornb, 0,94 5kB.). Ilony4deHHYIO CyCHEH3HIO
nepeMennBaiy B TeueHue 30 MUH MpHU K. T.

B otnenpHOM duiakone 2,2-numertokcuaneranbaerun (0,219 r, 0,19 mi, 60% Bec./Bec. B H,0)
cMmemnBanu ¢ TpudTopykcycHoi kuciorou (0,144 r, 0,096 mu, 2 3kB.) u pasbasnsm 1,4-
auokcanoM (1,030, 1 wmu). IlonydeHHyr0 CMech TiHOKcanb-anerans/pactBop TFA B
OMOKCaHe  3areM  A00aBmsuiM K pacTBOpy  Tper-OyTmi-3-[2-(2-mupuMuanH-2-
WIBTHINICH )TUAPA3UHO |POMAHOATa B TUOKCAHE B TEYCHHE | 4 IpH K. T.

PeakunoHHYI0 CMeCh IOIOJHHUTEIBHO MEPEMEINNBAINA TMPH K. T. B TE€UYEHHE 29 H 3aTeM
koHIeHTpuposanu. J{odasmsum 1,3,5-tpumerokcuden3on (21,5 Mr) B ka4ecTBe BHYTPEHHETO
CTaHAApTa U CMECh AHAIM3UPOBAIU € Momombo KojuuectseHHoro 1H AMP B CDsOD,
KOTOPBII YKa3bIBaJI, UTO YKAa3aHHOE B 3aroJIOBKE COEIUHEHHE OOPa30BBIBAIIOCH C BBIXOIOM
4,3%.

'H SIMP (400 MI', MeOH-d4) & ppm: 10,4(d, 1H), 10,04(d, 1H), 9,43(dd, 1H), 9,14(d, 2H),
7,72(t, 1H), 5,17(t, 2H), 3,24(t, 2H), 1,45(S, 9H)
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ITpumep 4. Ionyuenune TpudTopaleTaTHON COMU 3-(4-NUPUMUNHH-2-UINAPUAA3HH-]-1ii-1-

WHIPONAHHUTPpWIA U3 3-[2-(2-nupuMunnH-2-WINTWINACH)TUAPASUHO |IPONaHHUTPWIA U

TIIHOKCAJIA

N
| )\/\ N +  ANSFL | F
N XN \/\CN o) N

IIpouenypa

Anerat Mop¢OJIMHUS TOJYYay in situ myTeM cMmemuBaHus MopdomuHa (1 5KB.) U YKCYCHOM
kucaothl (1 3kB.).

3-[(2-(2-ITupumMHUIHH-2- I3 THIMAEH )TUIPA3HHO | IPOTIAHHUTPHIT TIOJTYYATH B COOTBETCTBUU C
npoLenypoi, onucaHHo B mpumepe 15, ¢ Bbixonom 70%.

Bo ¢nakon 3arpyxanu anerat mopdomunus (0,277 r, 0,85 3kB.), TpUPTOPYKCYCHYIO KUCIOTY
(0,340 mn, 25kB.) u rimokcanb (11,2 mn, 44 3kB., 40% Bec/Bec B H,0), KOTOpBIit
nepeMeIBaIU ¢ TIOJydeHueM Oe3IBETHOrO OHOPOIHOIO pacTBopa. 3areM nodasisuu 3-[(2-
(2-mupumunuH-2-wisTUIUAEH))ruapasuHo JnponanHutpun (0,5 r, 2,2 mMonb, 1 5kB.) B BHIE
pacrBopa B Bozme (5 mi). Ilocne mnepememnBanue B TeueHHWe 224 TPU KOMHATHOU
TeMIIepaType CMeCh KOHLIEHTPUPOBAJIU C MOJyYEHUEM KENTOH TEeHBI.

XUMUYECKHUi BBIXOJ TPU(PTOPALETATHOIN cONu TpeT-OyTui-3-(4-nmupuMHINH-2-HIMTHPHIA3UH-
l-uii-1-um)npona”oara onpenesid ¢ NpUMeHeHHeM KkomudectBeHHoro 1H SAMP ¢
IpUMEHEeHHeM KoderHa B Ka4eCTBe BHYTPEHHEIO CTaHIapTa, U OH cocTaBisul 70%.

'H SIMP (400 MI'y, D,0) & ppm: (10,26, 1H), 9,93(d, 1H, 6,2I'w), 9,29(dd, 1H, J=62,
J=2,6I'm), 9,03(d, 2H, 5,1T'm), 7,68(t, 1H, 4,95T'), 5,23(t, 2H, J=6,4I"11),

3,42 (t, 2H, J=6,4 I'm).

ITpumep 5. Ionyuenne tpudropaneratHod coau 3-(4-nUpUMUNHH-2-UINUpUAA3UH-1-1ii-1-

WHIIPONAHHUTPpWIA U3 3-[2-(2-nupuMunne-2-WndTWINACH )TUAPA3UHO [IPONAHHUTPWIA U

AN
| N TFA-
(\N H y

(o] N z
N + =
NMN/ \/\CN 04\/ _— | .

™ N
N NNeN

TIHMOKCAJIA
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Ilpouenypa

Auerar Mop¢OoJIMHUS TIOJyYad in situ myTeM cMmemuBaHusi MopdosuHa (1 5KB.) B YKCYCHOM
kucaotel (1 5kB.).

3-[(2-(2-ITupuMHUIHH-2- M TUIMAEH )TUAPA3UHO | IPONTAHHUTPUI TIOJTYHYaIH B COOTBETCTBUU C
npoLeaypoH, onrcaHHoN B pumepe 15, ¢ Berxogom 70%.

Bo ¢nakon 3arpyxanu tpudropykcycayro kuciaory (0,63 mu, 1,70 mmons, 2,00 3kB., 2,67 M
B H;0), aunerar wmopdomunus (106 mr, 0,72 mmosnb, 0,85 3kB.), rimokcanb (618 mr,
4,25 mmonb, 5,00 3kxB., 40% Bec/Bec B H,O) u xodeun (0,85 ma, 0,085 mmosnb, 0,10 3kB.,
0,099 M B H,0). 3arem no0aBIsIIH 3-[(2-(2-mupumuuH-2-
W THIHAEH ) ruapasuso JnpomanauTpun (0,85 mmons, 0,33 mui, 2,54 M B THF). 3arem
(bTaKOH TepMETHYHO 3aKpPbIBAJIU M MEPEMEIINBAIHN MPH KOMHATHOH TeMIepaType B TEUECHUE
24 4. Yepes 24 u orOupanu 0,1 Mn peaknuoHHOH cMecH, U pasbasysmn B D>O (0,5 mi), u
aQHATU3UPOBAIM C MOMOLIBI0 KomuuecTBeHHOro 1H SAMP, koTopbIil yka3plBall, YTO YKa3aHHOE
B 3ar0JIOBKE COEIMHEHHE 00Pa30BaIOCh C XMMUYECKHM BBIXOJ0M 61%.

'H SIMP (400 MI'n, D,0) & ppm: 10,26(s, 1H), 9,93(d, 1H, 6,2I'u), 9,29(dd, 1H, J=62,
J=2,6I'm), 9,03(d, 2H, 5,1T'm), 7,68(t, 1H, 4,95I'), 5,23(t, 2H, J=6,41"11),

3,42 (t, 2H, J=6,4 I'm).

ITpumep 6. IMonyuenne runpocynbdatHoi conau 3-(4-nupUMUINH-2-WINAPUAA3AH- | -1ii-1-

WI)pOnaHHUTpuaa #u3  3-[2-(2-NUpUMUANH-2-WITWIMASH ))TUIPA3UHO [IPONAHHUTPUIA U

LJIMOKCAJIS
(\N
XN
H o Z
Q/\ N + P N\F —— N Z HSO,-
XN
N \\
N

IIpouenypa

Anerat Mop¢OJIMHUS TOJYYaId in situ myTeM cMmemuBaHuss MopdomuHa (1 5KB.) U YKCYCHOM
kucaotel (1 3kB.).

3-[(2-(2-ITnpumMHUIUH-2-UIB THIMAEH )THAPA3HHO | IPOTIAHHUTPHI TIOJTYYAIH B COOTBETCTBUU C
npoLenypoi, onucasHo B mpumepe 15, ¢ Bbixonom 70%.

Bo ¢umakon 3arpyxxamun KHSO, (0,48 mn, 1,27 mmons, 1,5 3kB., 2,67 M B H,0), riamokcanb
(618 mr, 4,25 mmonb, 5,00 3kB., 40% Bec/Bec B HyO) u xodeun (0,85 mu, 0,085 mmoib,
0,10 skB,, 0,099 M B H,0). 3arem n00aBIIAIH 3-[(2-(2-nmupumuanH-2-

wnTWIHAEH)ruapasuso jnponanautpun (0,85 mmonb, 0,33 M, 2,54 M B THF). 3arem
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(b1aKOH repMETHYHO 3aKpPbIBAJIU M MEPEMEIINBAIHN MPH KOMHATHOH TeMIepaType B TEUEHUE
24 4. Yepe3 24 u orbupamu 0,1 M peakunoHHON cMmecu, u pasbasmsuin B D,O (0,5 M), u
aHAJIM3UPOBAIH C MOMOLIBI0 KomuuecTBeHHOro 1H SAMP, koTopblil yka3plBall, YTO yKa3aHHOE
B 3ar0JIOBKE COETUHEHNE 00Pa30BaJIOCh C XUMHYECKHM BBIXOIOM 54%.

'H SIMP (400 MI'n, D,0) § ppm: s(10,26, 1H), 9,93(d, 1H, 6,2I'm), 9,29(dd, 1H, J=6,2,
J=2,6I'm), 9,03(d, 2H, 5,1T'm), 7,68(t, 1H, 4,95T'), 5,23(t, 2H, J=6,4I"11),

3,42 (t, 2H, J=6,4 T'm).

Ilpumep 7. Ilonyuenue TaptparHoil conu  3-(4-MUPUMUINH-2-WINUPUAA3UH-]-uii-1-

WHIIPONAHHUTPWIA U3 3-[2-(2-nupuMunnH-2-WIdTWIMACH )TUAPA3UHO [IIPONAHHUTPWIA U

TIIMOKCAJIS
o OH
N N o
Cl s . ® "
N + L — 7
N SN \/\\\N o? NF N I, OH O
x, AN
N \/\\\N
IIpouenypa

3-[(2-(2-ITnpumMHuINH-2 -3 TUIMAEH )THIPA3HHO | TPOTIAHHUTPHI TTOJIYYaIH B COOTBETCTBUU C
IpoLenypol, onucasHol B mpumepe 15, ¢ Bbxogom 70%.

Bo ¢nakon 3arpy:xanu BUHHYIO kucnoty (382 mr, 2,55 MMonb, 3 5kB.) u riuokcans (618 wmr,
4,25 mmonb, 5,00 skB., 40% Bec/Bec B H,O) u xodeun (0,85 mu, 0,085 mmonsb, 0,10 3kB.,
0,099 M B H,0). 3arem n00aBIISIH 3-[(2-(2-nmupumuuH-2-
W THIHAEH ) ruapasuHo Jnponanautpuin (0,85 mmonb, 0,33 mui, 2,54 M B THF). 3arem
(bTaKOH TepPMETHYHO 3aKpPbIBAJIU M MEPEMEIIUBATIHN NP KOMHATHOH TeMmepaType B TEUEHUE
24 4. Yepes 24 y orOupanmu 0,1 Mn peakuuoHHOH cMecu, u pasdasysin B D,O (0,5 mi), u
aHAJTU3UPOBAIM C MOMOLIBIO0 KonuuecTBeHHOro 1H SAMP, koTopblil yka3plBall, 4YTO YKa3aHHOE
B 3ar0JIOBKE COEIMHEHHE 00Pa30BAIOCh C XMMUYECKHM BhIXOJ0OM 44%.

'H SIMP (400 MI'n, D,0) & ppm: (10,26, 1H), 9,93(d, 1H, 6,2I'x), 9,29(dd, 1H, J=6,2,
J=2,6I'm), 9,03(d, 2H, 5,1T'm), 7,68(t, 1H, 4,95'), 5,23(t, 2H, J=6,41"11),

3,42 (t, 2H, J=6,4 I'm).
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ITpumep 8. ITonyuenne TpudTopaleTaTHOW COMU 3-(4-NUPUMUNHH-2-UINAPUAA3AH-]-1ii-1-

WHIIPONAHHUTPpWIA U3 3-[2-(2-UPUMUAUH-2-WIBTWIWAEH )T UAPA3UHO |mpOnadHUTPUIA U 2.2-

AUMETOKCHALCTAJIBACT A

N
F
CN H o E\/ F>Hj\o_
(o] . N =z
NMN/ Ne~en T)v Il F

x N,
N~ \/\CN

IIpouenypa

Auerat Mop¢OJIMHUS TOJYYad in situ myTeM cMemuBaHuss MopdomuHa (1 3KB.) U YKCYCHOM
kucaothl (1 3kB.).

3-[(2-(2-ITupuMHUIUH-2 -3 THIHAEH )THAPA3HHO | IPOTIAHHUTPHIT TIOJIYYAIH B COOTBETCTBUU C
npoLenypoi, onucasHoi B mpumepe 15, ¢ Bbrxogom 70%.

Bo ¢uakon 3arpyskanu tpudropykcycHyro kucnoty (0,63 mi, 1,70 mmons, 2,00 3kB., 2,67 M
B H,0), auerar mopdonunus (106 mr, 0,72 mmonb, 0,85 3kB.), 2,2-TUMETOKCHALIETATIBICTH]T
(736 mr, 4,25 mmonb, 5,00 3kB., 60% Bec/Bec B H,O) u xodeun (0,85 mu, 0,085 mmoib,
0,10 skB,, 0,099 M B H,0). 3arem n00aBIIAIH 3-[(2-(2-nmupumuanH-2-
W THINAEH ) ruapasuso JnponanauTpun (0,85 mmone, 0,33 mui, 2,54 M B THF). 3arem
(b1akOH repMeTHYHO 3aKpPbIBAJIU U NEPEMEIINBAIHN MPH KOMHATHOH TeMIepaType B TEUEHUE
24 4. Yepes3 24 u orbupanu 0,1 Ma peakunoHHOW cMmecu, u pasdasmsui B D,O (0,5 M), u
aHAJIU3UPOBAJIU C MOMOLIBIO KomuuecTBeHHOro 1H SIMP, koTopelii yka3biBaji, 4TO yKa3aHHOE
B 3aroJIOBKE COETUHEHHE 00pa30BaJIOCh C XUMHYECKHM BbIXOOM 18%.

'H SIMP (400 MI'n, D,0) & ppm: (s, 10,26, 1H), 9,93(d, 1H, 6,2I'), 9,29(dd, 1H, J=6,2,
J=2,6I'm), 9,03(d, 2H, 5,1T'm), 7,68(t, 1H, 4,95T'), 5,23(t, 2H, J=6,4I"11),

3,42 (t, 2H, J=6,4 T'm).

Ipumep 9. ITonyuenue TpudTropaneTaTHON coau 3-(4-NUPUMUNHH-2-UINUPUAA3UH-]1-1ii-1-

WIIPONAHHUTPWIA U3 3-[2-(2-UpUMHUANH-2-WIBTWIWACH )T uapa3uHo [nponagaurpuna u 1.2-

UXJIOp-1.2-IMMETOKCUITaHA

Cl O\

N
T O —
N XN N"NeN o No”
N/ \/\CN

Bo ¢nakon 3arpyxamm 1,2-guxmnop-1,2-gumerokcudtan (64 mr, 0,4 MMousib, 2 3KB.),

tpudTopykcycuyro kuciory (0,80 mi, 0,4 mmons, 2,003kxB, 0,5M B THF) u 1,3,5-
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tpuMmerokcuOen3on (10 mr, 0,059 mmonb, 0,30 5kB.). CMmech mnepeMemuBail B TEUEHUE
5 mun. JloGasnsmmu ykcycHyro kucnoty (0,34 mu, 0,17 mmonb, 0,85 3kB., 0,5M B THF),
mopdomnus (0,34 mi, 0,17 mmons, 0,85 skB., 0,5M B THF) npu k. T. 1 cMech nepeMeInBaiu
B TEUEHUE 5 MUH. B KOHLIE 00BN 3-[(2-(2-mupumuarH-2-
WIBTWINACH))ruapasuHo Jnponanautpun B pacrsope THF (0,20 mmonb, 0,40 mn, 1,00 5kB.,
0,5M B THF). 3atem (uakoH repMeTHYHO 3aKpPbIBAIM M MEPEMEINNBAIN MPH KOMHATHOM
temneparype B Tederue 1 4. Uepes 1 u orOupanu 0,1 Mi peakIiOHHON cMecH, U pa30aBisIu
B DMSO-d6 (0,5 mu1), 1 aHaTM3UpOBAIH C MOMOIIBI0 KonmndecTBeHHOro 1H AAMP. Ananus ¢
novometo  kojmuectBeHHoro 1H SAMP (¢ npumenenuem 1,3,5-tpumerokcubeHsona B
KAa4eCTBE BHYTPEHHErO CTAHIAPTAa) YKAa3blBAJ, YTO YKAa3aHHOE B 3arojlOBKE COEAMHEHUE

00pa3oBaIOCh ¢ XUMHYECKHM BbIXoaoM 23%.

ITpumep 10. IMonyuenue TpudTopaleTaTHON cONU 3-(4-NUPUMUNHH-2-UINTAPUAA3UH-1-1ii-1-

WIIPONAHHUTPpWIA U3 3-[2-(2-UpUMHUANH-2-WIBTWIWAEH )T uapa3sudo [nponagaurpuna u 1.4-

UOKCaH-2.3-a110ja

o}
- oo 'S
Tt 0 —
N XN NN HO o - |N+\/\F
N~ CN

Bo ¢nakon 3arpysxamu 1,4-nuokcan-2,3-guon (48 mr, 0,4 MMOJIb, 2 5KB.), TPUPTOPYKCYCHYIO
kucnoty (0,80 mu, 0,4 mmonb, 2,00 5kB., 0,5M B THF) u 1,3,5-rpumerokcudenzon (10 wmr,
0,059 mmogb, 0,30 3kB.). CMmech nepemMeruBaiu B TedeHue S5 MuH. J{00aBJIsIM YKCYCHYIO
kuciaory (0,34 mu, 0,17 mmoss, 0,85 3kxB., 0,5 M B THF), mopdonun (0,34 mu, 0,17 Mmmoub,
0,853kB., 0,5M B THF) mpu k. T. ¥ cMeCchb HepeMelINBAIA B Te4eHHE 5 MHH. B KoHIe
nobasnsim 3-[(2-(2-mupuUMHUIUH-2- I3 THITHIEH )THIPA3HHO | TPONIaHHUTPIIT B pacTtBope THF
(0,20 mmogb, 0,40 mut, 1,00 5xB., 0,5 M B THF). 3artem ¢1akoH repMeTHYHO 3aKPBIBATH U
nepeMeluBaId PU KOMHATHOW Temriepatype B TedeHue 1 4. Uepes 14 orOupamm 0,1 mn
peakunoHHON cmecH, U paszdasmsiu B DMSO-d6 (0,5 mit), 1 aHAIM3MPOBAIN € TIOMOIIBIO
konudectBeHHoro 1H SAMP. Amamm3 ¢ mnomombto koiudectBeHHoro 1H SAMP  (c
npuMeHeHneM 1,3,5-TpuMeTokcuOeH301a B Ka4eCTBE BHYTPEHHETO CTAHAAPTA) YKa3bIBAJI, UTO

YKa3aHHOE B 3aroJIOBKE COEIMHEHHE 00Pa30BaIOCh C XMMUYECKUM BBIXOAOM 42%.
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IIpumep 11. IlonvueHue Tper-OyTii-3-[2-(2-nupumMunug-2-

WISTWIWIEH )TUApa3uHo |mponadoara U3 Tper-Ovrui-3-ruapasudonponagoara u  (E)-N.N-

AUMETUI-2-DUPUMUANH-2-UIDTeHAMHHA

SN
N /ﬂ (0] (\)\/\ N (0]
| )\/\ + HoN \/Y - N XN~ \/Y
N AN o)
| < K

Bo ¢naxon 3arpyxkamu N,N-numerunenamus (1,5 r, 9,4 mmons, 1,00 5kB.) u Tper-OyTni-3-

I

ruapasuHonponanoar (1,77 r, 10,4 mmonb, 1,10 5kB.). OpaHKeBYIO CYCNEH3UIO HAarpeBajH
npu 100°C B Teuenue 40 MUH B YCIOBHUSIX IOTOKAa aproHa IJjisl MOMOIIM B YIaJeHUU
IMMETHWIAaMUHA. 3aTeM O0eCleunBaii OXJIAXKIEHHE IOJYYeHHOW CMeCH A0 KOMHATHOM
TeMriepatypbl. AHamu3 ¢ momolnpio konmdecTBeHHoro 1H AMP (¢ nmpumenenuem 1,3,5-
TPUMETOKCHOEH30J1a B Ka4eCTBE BHYTPEHHErO CTaHIApTa) HEOUMINEHHOW CMECH YKa3bIBal,
YTO YKa3aHHOE B 3aroJIOBKE COETUHEHHE 00pa3oBasioch ¢ BbIxoaoM 76% B Bune cmecu E/Z-
HU30MEPOB T'HAPa30OHa.

'H SIMP (400 MI'n, CDCl3) & ppm 8,70 (d, 2 H), 7,34 (t, 1 H), 7,19 (m, 1 H), 6,89 (t, 1 H),
3,92 (d, 2 H), 3,39 (t, 2 H), 2,54 (, 2 H), 1,46 (s, 9 H)

TIpumep 12. TloayueHue Tper-OyTii-3-[2-(2-nupumMunug-2-

WIDTWINEH )TUAPA3UHO |IponaHoaTa 3 2-[(2-nuppoauani- 1 -MiIBUHII | TUpUMUANHA

X
N H | N H
W< 0\|<

Bo ¢nakon 3arpyxamu 2-[(2-nupponuaus-1-wisuHmwi mupumuaua (0,200 r, 1,2 Mmons,

1,13kB.) wu tper-Oyrun-3-runpasunonpomnanoar (0,256r, 1,44 mmonb, 1,1 3kB.).
Peakunonnyro cMech B yrcToM Buae Harpesanu 10 100°C u Beinepskuanu npu 200 mOap B
TeueHue 14, 3arem mnpu 1 mOap (c ymaneHWeM mNUpPpoONHIMHA) B TedeHue 1| 4. 3arem
o0ecrieunBamy OXJIAKIACHUE TOJYYEHHOW CMeCH A0 KOMHATHOW TeMIepaTypbl. AHAIH3 C
nomometo konmuectseHHoro 1H SAMP (¢ npumenenuem 1,3,5-tpumerokcubeHsona B

Ka4ecTBe BHYTPEHHErO CTAaHNApPTa) HEOYHUINeHHOH CMeCH YKa3bIBaJ, 4YTO YKa3aHHOE B
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3aroJIOBKE COeOUHEHHe 00pa30oBalioCh ¢ XHUMHYECKUM BbixomoMm 50% B Bume cmecu E/Z-
HU30MEPOB THIPA30HA.

'H AAMP (400 MI', CDCl3) § ppm 8,70 (d, 2 H), 7,34 (t, 1 H), 7,19 (m, 1 H), 6,89 (t, 1 H),
3,92 (d,2 H), 3,39 (t,2 H), 2,54 (t, 2H), 1,46 (s, 9 H)

ITpumep 13. TTonyueHue TpeT-0yTii-3-[2-(2-nupuMUIUH-2-

WIHTWIWAEH )TUIpa3uHo Jnponanoara u3 4-[2-nupumMuand-2-uiasuHwI IMopdoiuHa

J)k K
(;N\Jr ”O . @J\/\O C)\/\N/ \/\IiK

Bo ¢unakon 3arpyxkamm 2-stuHHIIHpUMHINH (490 mr, 4,60 mmonb, 1,003kB.) m THF

(1,5 mn). 3arem noGaBmsuin mopdomun (615 mr, 7,00 mmonb, 1,50 3xB.) mocpeacTBom
mnpuua. Peakinonnyro cmech Harpesanu npu 100°C B teuenne 30 MUH. AHAJIU3 C TOMOILBIO
SAMP yxkasbiBan Ha mpuba. 90% rmnpeBpamieHHe HCXOAHOIO 2-alKMHWINUpUMUAnHA. Ee
NPUMEHSUTN KaK TAKOBYIO Ha MOCJIEAYIOLIeH CTaquu.
4-[2-TIupumumus-2-unsuamn|mopdomun: 'H SIMP (400 MI'u, CDCl3) § ppm 8,40 (d, 2 H),
7,65 (d, 2 H), 6,75 (t, 1 H), 5,5 (d, 1 H), 3,75 (m, 4 H), 3,25 (m, 2 H)

B nmpuBenenHslii Bbime pactBop  4-[2-mupumuanH-2-unBuHmwi|Mopdonnaa B THF
(4,60 MMOJTB) MO KarIsiM JOOABISIN PacTBOp TpeT-OyTui-3-runpasuHonponanoara (0,930 r,
5,85 mmonb, 1,26 3xB.) B THF (0,5 mu). Peakumonnyto cmech HarpeBanmu mnpu 100°C B
teyeHre OO0 MUH. PeakUMOHHYK) CMeCh KOHIEHTPUPOBAIM In vacuo ¢ MOJy4eHHeM
HEOYHILEHHOTO MIPOAYKTA, Tper-OyTri-3-[2-(2-mupuMuinH-2-
WITHWIHIEH)TuaApasuHo Jnpornanoata (1,48 ), B  BUme Macia SIHTapPHOTO  LIBETA.
HeounmmeHHbI MPOAYKT OYMINAIM MOCPENCTBOM (pudin-xpomarorpaduu Ha CUJIMKaresie ¢
nosyueHuem skenaroro macia (0,517 r, yucrora 87%, kak onpenesneHo ¢ moMoulp kommd. 1H
SAMP ¢ npuMeHeHneM TUMETUIICYJIb(OHA B KAUECTBE BHYTPEHHETO CTaHAapTa, BeIXoa: 51%).
Tper-byTun-3-[2-(2-nmupuMuanH-2-uisTHINAeH) ruapasuHo | npomanoatr: 'H SIMP (400 MI'w,
CDCl3) 6 ppm 8,70 (d, 2 H), 7,34 (t, 1 H), 7,19 (m, 1 H), 6,89 (t, 1 H), 3,92 (d, 2 H), 3,39 (%, 2
H), 2,54 (t, 2 H), 1,46 (s, 9 H)
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IIpumep 14. IlonvueHue Tper-OyTii-3-[2-(2-nupumMunug-2-

I/IJ'II-)TI/IJ'II/II[eH)FI/I,HDa:’»I/IHO]HDOHaHoaTa u3 2-3TUHUJIIMUPUMHUINHA u TDeT-6VTI/I.]'[-3 -

Tuapa3suHOIpornaHoara

N
N H (\ H 0O
IIpouenypa

Bo ¢nakon 3arpyxanu 2-stuHunmupumugud (1000 mr, 9,42 mmonb, 1,00 3xB.) u THF
(1,0 mai/T), a 3aTeM nosy4eHHbIN pacTBOp Harpesanu 10 S0°C B atmocdepe asora. Jlodassnu
pactBop TpeT-OyTmin-3-runpasunonponanoara (1960 mr, 1,10 3kx8.) 8 THF (1,0 ma/r). 3arem
peakuoHHy cMmech HarpeBanu npu S0°C B Teyenne | 4. 3aTeM pacTBOPUTENTH YOAISIIH in
vacuo ¢ IOJIyY€HHEM YKa3aHHOTO B 3arojioBKe COCOUHEHMs B BHIE KOPHYHEBOTO Macliia
(2400 mr, uncrora: 63%, xak ompeneneHo ¢ momompo kommd. 1H AMP ¢ npumeHeHuem

ME3UTHJICHA B Ka4eCTBE BHYTPEHHETO CTaHAapTa, BbIXOHN: 61%).

ITpumep 15. IToayuenue 3-[2-(2-nUpUMUINH-2-WIDTWINACH )TUADA3UHO |IPONAHHUTPWIIA U3

2-[(2-nuppoauanH- 1 -UJIBUHWI |IUPUMUAUHA

- N

IIpouenypa

B xonby 3arpyskanu 2-[(2-nupponunus- 1-unsuam jrupumuaus (20 r, 114 mmons, 1,00 3kB.)
u THF (280 mu). B mpuBeneHHBIH BBIIIE pAcTBOP OJHOW YacTbi0 AO00ABISUIA  3-
ruapasuHonponaHauTpua (20,4 1, 228 mmods, 2,00 3xB.) npu 20°C ¢ nepememmBanueM. 1o
KamsM - nobasisimn  TpudTopykcycHyro kucnory (8,90 mn, 114 mmons, 1,00 5xB.) npu
KOMHATHOH Temreparype (moxaepkanue TemMrneparypbl Ha ypoHe 24-26°C). PeakunoHHyr0
CMECh MEePEMELINBAIN [TPH JAHHOHW TEMIIEpaType B T€UeHHE 2 4. 3aTeM PEaKLIHOHHYIO CMECh
KOHLIEHTPUPOBAIN MO BaKyyMOM. HeouHIeHHbIH MpOAyKT OYUINAIH MOCPEACTBOM (hismI-

xpomarorpaduu Ha cunukarene ¢ noiydeHueM (cucrema Isco Combiflash Ha xononke NP)
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(uuknorexcan/EtOAc+EtOH 3:1) ykasannoro B 3arojoBke coenuHenus (19,5, 88%, kax
orpeneneHo ¢ nomolbio koaud. SIMP, Bbixon: 76%).

'H SIMP (400 MT',CDCl3) & ppm: 8,72-8,69(m, 2H), 7,41(t, 0,6H, J=5,7), 7,22-7,18(m, 1H),
6,93(m, 0,4H,) 3,92-3,89(m, 2H), 3,54-3,41(m, 2H), 2,68-2,65(m, 2H)

ITpumep 16. Ilonyuenue 3-[2-(2-DUPUMUNUH-2-WIITUINACH )JTUIPA3UHO |IDONIAHHUTPUIIA,

INOJVYCHHE CN-FI/IZ[Da3OHa u3 2-3TI/IHI/IHHI/IDI/IMI/IHI/IHa
SN
S 4 | PP
- o
)\ *OHNT e > N SNTN"Nen
N
A

Bo ¢unakon szarpyxanu 2-stuHunmupumugud (1000 mr, 9,42 mmonb, 1,00 3kx8.) u THF

(1,0 mni/T), a 3aTem noJy4eHHbIH pacTBop Harpesanu 10 S0°C B armocdepe azora. ITo karsim
nobasnsin pacteop 3-ruapasuHonponanHuTpmia (900 mr, 1,1 3k8.) B THF (1,0 Ma/r) npu
50°C B TedyeHue 15 MuH, 3aTe€M pEaKLUOHHYKO CMeCh MepeMelluBalid B TeueHue | 4 mpu
50°C. 3arem pacTBOpPHUTENb YNASLIM 1N vacuo C IOJNyYEeHHEM YKa3aHHOTO B 3arojIOBKE
COoeMHEHUs1 B BHAe KopuuHeBoro macna (1650 mr, umcrora: 68%, Kak OmpemeneHo C
nomouisto komu4. 1H SAMP ¢ npumMeHeHneM Me3uTUIeHa B Ka4e€CTBE BHYTPEHHETO CTAHAPTA,

BbIx0n: 61%. Cmech E/Z-u3omepos ruapasona 50/50).

ITpumep 17. IMonyuyenue tpudropaueratHoil conu 3-(4-nupunasud-3-uwinupunasui-1-uii-1-

WI)OPONAHHUTPIIIA U3 3-[2-(2-nupuna3suH-3-WiIdTWINACH )TUAPA3UHO |IDONaHHUTPUIA U

TJIHOKCAJIA

F
SN |N+\/\CN
3-[2-(2-ITupunasuH-3-UI3TUIMACH )THAPA3HHO [ IPONTAHHUTPHIT TIOJy4ald B COOTBETCTBHUU C
MpOoLEeNYPOH, ONMMCAHHON B pumepe 21.

Bo ¢uakon 3arpyskanu tpudropykcycHyro kucnoty (0,63 mi, 1,70 mmons, 2,00 3kB., 2,67 M
B H;0), amerar wmopdomunus (106 mr, 0,72 mmonb, 0,85 3kB.), rmokcanp (618 mr,
4,25 mmonb, 5,00 3xB., 40% Bec/Bec B H,O) u xodeun (0,85 ma, 0,085 mmomns, 0,10 3kxB.,
0,099 M B H,0). 3arem noOaBisLIH 3-[2-(2-upumuuH-2-

WITHINEH )ruapasuHo JnpornanHuTpui (187 mr, 0,85 mmone, unctora: 86%). 3atem QuakoH
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FEépPMETUYHO 3aKPBIBAIM U MEPEMELIUBAINA NPU KOMHATHOM TeMIlepaType B TedeHue 24 u.
Uepes 244 orbupanu 0,1 mn peakunoHHoi cmecu, u pazdbasmum B D,O (0,5 mn), u
aHAJIM3UPOBAIM C MOMOLIBIO KomruecTBeHHOro 1H SAMP, kOTOpbIil yKa3pIBall, YTO YKa3aHHOE
B 3ar0JIOBKE COEMHEHUE 00Pa30BaIOCh C XUMUUECKUM BbIXOAOM 00%.

1H AMP (400 MI'y, D,0) & ppm: 10,18(s, 1H), 9,88(d, 1H, J=6,2T"1y), 9,32(d, 1H, 5,1T'm),
9,16(dd, 1H, J=6,4, J=2,4I'm), 8,52(d, 1H, J=8,81'1), 8,01-7,98,(m, 1H), 5,19(t, 2H, J=6,2I"m),
3,37(t, 2H, 6,2I'm)

TTpumep 18. INonyuenue tpudTopaneTaTHON conu 3-(4-nupuaasuH-3-winupuaasud-1-ui-1-

WHIIPONAHHUTPpWIA U3 3-[2-(2-upunasud-3-WiIdTIWIMACH )ITUAPA3UHO [TPONaHHUTPpWIIA U 2.2-

JAUMETOKCHALICTANIbACT U

x

o]

SO BN O e

NN N SN v cl’ 77— ~ ll, F
SIS Nen

3-[2-(2-ITupunasuH-3-UI3TUIMACH )THAPA3HHO | TIPONTAHHUTPUIT TIOJyHald B COOTBETCTBUU C
MpOLEAYPOH, ONMMCAHHOU B mpumepe 21.
Bo ¢uakon 3arpyskamu tpudropykcycHyro kuciory (0,63 mi, 1,70 mmons, 2,00 3kB., 2,67 M
B H,0), auerar mopdonunus (106 mr, 0,72 mmonb, 0,85 3kB.), 2,2-TUMETOKCHALIETATIBAETH]T
(736 mr, 4,25 mmonsb, 5,00 3kxB., 40% Bec/Bec B H,O) u xodeun (0,85 my, 0,085 mmounb,
0,10 sxB,, 0,099 M B H,0). 3arem no0aBsIH 3-[2-(2-mupumMunuH-2-
WITWIHAEH )ruapasuHo JuponanauTput (187 mr, 0,85 mmous, yrcroTa: 86%). 3atem ¢iakoH
TFepMETUYHO 3aKPBbIBAIM U IMEpEMELIMBAIu MPU KOMHATHON TeMmIiepaType B TedeHue 24 u.
Uepes 244 orbumpanu 0,1 M peakumonHoit cmecu, u pazdasmsuin B DO (0,5 M), u
aHAJIM3UPOBAIH C MOMOLIBI0 KonuuecTBeHHOro 1H SAMP, koTopblil yka3plBall, 4TO YKa3aHHOE
B 3ar0OJIOBKE COEIMHEHHE 00Pa30BAIOCh C XMMUYECKHM BbIXOZ0M 12%.

IH AMP (400 MI'u, D,0O) 6 ppm: 10,18(s, 1H), 9,88(d, 1H, J=6,2I'm), 9,32(d, 1H, 5,1T'm),
9,16(dd, 1H, J=6,4, J=2,4I'm), 8,52(d, 1H, J=8,8I'm), 8,01-7,98,(m, 1H), 5,19(t, 2H, J=6,2I"1y),
3,37(t, 2H, 6,2I'm)
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ITpumep 19. IMonyuyenue TpudTOPALETATHON COMU 3-(4-NIUPUMUNHH-2-UINMAPUAA3AH- ] -1ii-1-

WHIIPONAHHUTPpWIA U3 3-[2-(2-UpUMHUANH-2-WIBTWINAEH )TUApa3uHo [nponaguuTpuia u 1.4-

AOUOKCaH-2.3-a1ojaa

(. ) —
N \/\CN

3-[2-(2-Tupuna3suH-3-UISTUIHACH )THAPA3HHO TIPONIAHHUTPHIT TIOJy4aid B COOTBETCTBHUU C

N/ \/\CN

IpOoLEeNyPOH, ONMMCAHHON B pumepe 21.

Bo ¢uakon 3arpyskanu tpudropykcycHyro kuciory (0,63 mi, 1,70 mmons, 2,00 3kB., 2,67 M
B H,0), amerar wmopdomunus (106 mr, 0,72 mmonb, 0,85 3kB.), 1,4-muokcan-2,3-1uoi
(510 mr, 4,25 mmonb, 5,00 3kB., 40% Bec/Bec B H;O) u xodeun (0,85 mu, 0,085 mmoib,
0,10 skB,, 0,099 M B H,0). 3areM nobaBsIH 3-[2-(2-mupumMunrH-2-
WITHINEH )ruApasuHo JnpornanHutpui (187 mr, 0,85 mmone, unctora: 86%). 3aTtem QuakoH
FEépMETUYHO 3aKPBIBAIM U MEPEMELIMBAIu NMPU KOMHATHOM TeMIepaType B TedeHue 24 u.
Uepes 244 orbmpanu 0,1 mn peakunonHoi cmecu, u pazdasmum B D,O (0,5 mn), u
aQHAJIM3UPOBAIM C MOMOLIBIO KomruecTBeHHOro 1H JAMP, koTopbIii yka3bplBall, YTO YKa3aHHOE
B 3ar0JIOBKE COEIMHEHHE 00Pa30BaIOCh C XMMUYECKUM BBIXOJOM 56%.

IH AMP (400 MI'y, D,O) 6 ppm: 10,18(s, 1H), 9,88(d, 2H, J=6,2I'nn), 9,32(d, 1H, 5,1TL,
9,16(dd, 1H, J=6,4, J=2,4I'n), 8,52(d, 1H, J=8,81'1), 8,01-7,98,(m, 1H), 5,19(t, 2H, J=6,2I"m),
3,37(t, 6,2T'ny)

TIpumep 20. TTonyuenue Tper-oyTmin-3-[2-(2-nupunasun-3-

WIBTWIWAEH )rupa3udo | nponanoara us 3-[2-nupponunn- 1 -uiBuHWI JnIupruaa3uia

NS
| = “ 0 m\/\ N
HoN” -_— ~ XN
N (PPN + H \/Y N N \/Y
Oj< 0\’<

Bo ¢uakon 3arpysxanu 3-[2-nupposuaus- 1 -wisuami [nupunasud (5,0 T, 2,7 mmoib, 1,0 5kB.)

u TpeT-OyTuin-3-ruapasuHonponanoar (6,09 r, 35,7 mmons, 1,3 3kB.). PeakimoHHy0 cMech B
yucToM Buae Harpesanu a0 100°C u Bblaep:KUBanU MOA MOTOKOM aproHa B TedeHHE 2 Y.
Jlanee peakUMOHHYIO CMeCh IIOMeIanud B BbICOKMH BakyyMm (1 mOap) ¢ ypaneHuem

nupponuanHa. HeoOxomumoe coennHeHne nojydanud B Buue cMecu E/Z-coenuHeHwil ¢
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BBIXOZOM, cocTaBisBuM 79% (uucrora = 68%, komudectBennbii 1H  SAMP,

TPUMETOKCHOEH30JI B KaUeCTBE CTaHIapTa)

OO6pabotka: 6e3 06paboTku. B TO ke BpeMst ero mpuMeHsLTH KaK TaKOBOE.

Hauneie AIMP: 1H SAIMP (400 MI'u, METAHOJI-d4) 6 ppm: 9,11-9,07(m, 1H), 7,70-7,68(m,
2H), 7,28(t, J=5,3Tw, 0,75H), 6,72(t, J=5,2T'n, 0,25H), 3,88-3,85(m, 2H), 3,42(t, J=6,8Tw,

0,5H), 3,29(t, J=6,6T'wy, 1,5H), 2,53-2,45(m, 2H), 1,46(m, 9H)

TTpumep 21. [Monyuenue 3-[2-(2-nupuaa3sud-3 -WBTWIMACH )TUAPA3UHO [IIPONIAHHUTPIIIA U3 3-

[2-mmuppomnanH- 1 -uIBUHWI |nIUpUaa3Ha

H
N —_—mm— N
S D + N Non N SIS e

IIpouenypa 1

3-I'mppaszunonponanautpui (5,28 r, 1,15 skB., 62 MMosb) pactBopsiiu B Boze (10 mir). 3aTem
no kamsiM npobasmsmn H,SO, (2,88 1, 0,53 skB., 28,73 MMOJIb) ISl KOHTPOJISI CHUJIBHO
9K30TepMHUUECKOl peakuuu. 3arem goOammsanu  uzoOyruponutpun (50 ma, 10 sks,
550 mmonsb), 3atem 3-[2-nupponuaus-1-unsuHni|nupunasud (10,0 r, 54 mmons, 1,00 3kB.,
gyrcroTa: 95%). PeakinoHHYIO0 CMeCh mepeMeInnBaiy npu K. T. B TedeHne 1 yaca. Konrpomnp
peaxiuu (1H AMP) ykassiBan ~92% npeBpalieHue.

3areM pEeaKLUOHHYI0 CMECh BBUIMBAJIM B PAa3feNIUTENIbHYI0 BOPOHKY U (ha3bl pa3nessuiu.
Oprannveckyro a3y BbimapuBaiu in vacuo (cHauana npu 90 mOap, 3areM mpu 25 mOap B
TedeHre 45 MuHyT). VYKa3aHHBIA B 3arojioBKe MPOAYKT TMOJy4aid B BHIe OarpoBo-
Kopu4yHeBOro Macha. (8,2 r, uucrora: 86%, kak onpeneieHo ¢ nmomoinsio kojgud. 1H AMP ¢
NPUMEHEHUEM TPUMETOKCHOEH30J1a B KaUeCTBEe BHYTPEHHET0 CTaHAapTa, BBIXOA: 68%)
Hanneie AMP (cmech nzomepos): 1H AMP (400 MI'u, DMSO-d6) 6 ppm: 9,14-9,09 ( m, 1H),
7,65-7,56(m, 2H), 7,25(t, J=5,5T"n, 0,81H), 6,82(t, J=5,7T'y, 0,1H), 3,92(d, J=5,5T'u, 1,5H),
3,81-3,79(m, 2H), 3,25-3,29(m, 0,5H), 3,22-3,18 (m, 1,5 H), 2,70 (t, J=6,6 'y, 0,5H), 2,63(%,
J=6,6 'y, 1,5H)
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Ilpouenypa 2

3-[2-TIupponuaun-1-unBunmn jmupunasud (10,0, 54 mmonb, 1,00 3xB. uymcrora: 95%)
pactBopsiiu B THF (140 Mn) m onHON 4YacThio NOOABISIN 3-TMAPa3HHONPOINAHHUTPHI
(10,23 1, 2,00 3kB., 114 MMOJB) IpU KOMHATHOMN TeMIiepaType. B maHHbIM pacTBOp MO Karsim
n00aBNIsIM  TIOCPEACTBOM  KalelbHOM BOPOHKU TPUPTOPYKCYCHYIO KUCIOTY (4,44 M,
54 mmonb, 1,00 3kB.) ¢ moxmep:kaHWEM BHYTpeHHeH Ttemmeparypbl Hibke 26°C. 3arem
PEaKIMOHHYI0 CMeCh IepeMellnBald Mpu K. T. B TeueHue | yaca. PeakunoHHyr cmech
KOHLIGHTPUPOBAJIM IN vacuo C TOJYYeHHEM YKa3aHHOTO B 3arojiOBKE MPOAYKTAa B BUAE
xKenToro macia B Buzne cmecu E/Z (75:25, e onpenenennsie) (27,0 r, uncrora: 36%, kak
omnpeneneHo ¢ nomoupio konnd. |H SAMP ¢ npumeHeHneM TPpUMETOKCHOEH30J1a B Ka4eCTBe
BHYTPEHHETO CTaHIapTa, BBIXOA: 93%)

Hanneie AMP: 1H AMP (400 MI'u, CDCI3) & ppm: 9,12-9,10( m, 1H), 7,50-7,41(m, 2H),
7,35(t, J=5,5T', 0,75H), 6,83(t, J=5,7T"n, 0,25H), 3,92(d, J=5,5T1, 1,5H), 3,85(d, J=5,9IL,
0,25H), 3,53-3,40(m, 2H), 2,67-2,63(m, 2H)

Ilpouenypa 3

B 500-m1 3-ropnyr0 KpYIJIOAOHHYIO KOJIOy, OCHAIIEHHYIO 15-CM KooHKOH Vigreux,
TEPMOMETPOM U  SIKOPEM MAarHUTHOM MeIIankW, 3arpyxanud 3-[2-mupponauaus-1-
wiBuHWI [mupuaasud (50,0 r, 0,283 monb), 3-rugpasunonponanHuTpui (26,8 r, 0,309 monb)
u 3-mermn-1-Oyranon (102 r). Jleryume BemecTtBa (CMechb NMUPPOJIMAMHA U 3-MeTHII-1-
OytaHona) MeaneHHO oTroHsuu npu 40-45°C (BHYTpeHHsIsI TemnepaTtypa) nox Bakyymom (10-
14 mOap) nHa mporspkeHun S5 4. K ocTaBimeMycst ocTaTKy M00aBSIM OMOJHUTEIBHOE
KOJIN4eCTBO 3-MeTmi-1-Oytanona (20 r) u meperoHKy MpoaOLKald B Te€YeHHE | 4 B TeX ke
ycnosusix. [lpeBpamienune otcnexkuBanu ¢ nomombio  SMP.  OcraBmmiicss 0OCTaTOK
BBICYIIIMBAJIK B TIOJTHOM Bakyyme mpu 60°C (TeMmeparypa Koxyxa).

Yka3zaHHOE B 3arojIoBKe CoenHEeHNe (KOHEYHBIH OCTAaTOK) MOJyYali C BBIX0A0M 94% B BHIE
kopuuHeBoro Mmacia (58,8 r, cmecy E/Z-m3omepos, umcrora: 86,2%, Kak OIpeneieHo ¢
noMmomibio kKojmuectseHHoro 1H AMP B DMSO-d6 ¢ mpumeHeHneM AMATUIOBOTO 3¢upa
V3 TUJICHTIIMKOJIST B KAUECTBE CTAHAAPTA).

Hanneie AMP (cmece mzomepos): 1H AMP (400 MI'u, DMSO-d6) 6 ppm: 9,13-9,09 (m, 1H),
7,65-7,55 (m, 2H), 7,25 (t, J=5,5T'y, 0,75H), 6,83 (m, 1H), 6,62 (td, J=5,1T"y, J=1,3IL,
0,25H), 3,81-3,78 (m, 2H), 3,35-3,30 (m, 0,5H), 3,23-3,18 (m, 1,5 H), 2,69 (t, J=6,6 I'y,
0,5H), 2,63 (t, J=6,6 I'y, 1,5H)
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Ipumep 22. [Tonyuenue 3-ruapa3suHOOPONAHOBON KUCIOTHI (BOMHBINA PACTBOD €€ HATPUEBOU

COJIH)

H H
N N ©
Vs S —_—— Ve

H2N N H2oN

OH

B 20-mn ¢nakoH 3arpyxkanu 3-rugpasuHonpomnaHHuTpun (2,00 T, 22,8 mmonb) u 30%
BOJHBIA pacTBOp ruapokcuma Hatpus (3,65, 27,4 mmonb, 1,23kB.). CMech MeNJICHHO
HarpeBasim 1o 70°C. Korga mpekpammanoch BblneneHue raza, cMecb Harpesanu no 110°C u
nepemMeInnBalIi Npyu AaHHOW Temneparype B Teduenue 1 4. [locne oxnaxxaeHus 10 KOMHATHOU
temnepatypsl pH peakunonHoil cmecu peryiauposanu 1o 10,0 ¢ momompsro 20% cepHoit
kucinotel (2,191, 0,20 3kB.). IlomyueHHBII pacTBOp KOHLEHTPUPOBAIA C IOMOLIBIO
POTALIMOHHOIO BBIMAPUBAHUA C IMOJYYEHUEM YKa3aHHOIO B 3aroJOBKE COENMHEHHs B BUIE
MYTHOTO OJIEZTHO-JKENITOrO BSI3KOTO Macia ¢ BeIxonoM 77%. (Hucrora = 47%, 4To Kacaercs
cBoOonHON kucnoThl, komuuectBeHHbli 1H SAMP B DO ¢ amsTwnoBsiM  3dupom
IVSTUJICHTIINKOJS B KQUECTBE CTAHAAPTA; IPUCYTCTBOBAJIO HEKOTOPOE COIepKaHue Cyibdara
HATPHSI U OCTATOYHOT'O KOJMYECTBA BOJBI).

Hanneie AMP: 1H SAMP (400 MI'u, D,0) & ppm: 2,98 (t, J=7,2 'y, 2H), 2,40 (t, J=7,2 'y,
2H). IIporonst H,N-NH- He BuanmMsl n3-3a oomena H/D.

ITpumep 23. [Monyuenue 3-[2-(2-nupunasui-3 - TWINACH )TUAPA3UHO |IPOaHOBOU KUCJIOTEI

(HaTpueBas CoJib)

| X

N H
| /N 0 N P H O
AN NPT + HN \/Y — = N XN \/Y
OH OH
B HeOonbIIyr0 KPYrIOMOHHYI KOJOY 3arpy:Kanu 3-[2-muppoiuauH- | -uiBHHII |[TUpUIA3UH
(0,241, 1,36 MMonb), 3-rUAPAa3HHONPONAHOBYID KHUCIOTY (HATPHEBYIO COJIb) W3
npensiaymero npumepa (0,346, 1,56 mmonb, 1,153kB.) u Bomy (2 mu). IlomyueHHBIH
pPacTBOpP MEIUIEHHO KOHLIEHTPHUPOBAHHBIN € MOMOIIBIO poTanMoHHOro Bbimapusanus (30°C,
30 mbap). K ocrarky pobGaBmsuin Bomy (2 M) W TMOJNYYEHHBI pacTBOpP CHOBA
KOHLIEHTpUpoBaIU. JaHHYIO mpouenypy moBTopsi emme 3 pasa. HeoOxonumoe coennHeHue
(KOHEYHBIH OCTaTOK) monydaiu B Buuae cMmecu E/Z-u3omepoB ¢ Beixomom 88% (umcrora =
40,3%, 4To Kacaercsi CBOOOMHON KUCIOTHI, konudecTBeHHbIH 1H AMP B D,O ¢ nusTUIOBBIM

3¢ UPOM TUITUJICHIJIUKOJIS B KAUEeCTBE CTAHIAPTA).
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Hannsie AMP: 1H AMP (400 MI', D,0) 6 ppm: 9,13-9,09 (m, 1H), 7,82-7,74 (m, 2H), 7,48
u 6,96 (m, 1H Bmecre), 3,94 u 3,92 (d, J=5,5 I'u, <2H u3-3a Opictporo obmena H/D B naHHOM
nosioskeHun), 3,40 u 3,27 (t, J=7,0 I'u, 2H BmecTte), 2,47 u 2,42 (t, J=7,0 T'u, 2H BM™mecrTe).

ITporon NH He Bunum u3-3a oomena H/D.

ITpumep 24. ITonyyenue 3-(4-nupuaasvi-3-winupuaasui- 1 -uii- 1 -1mi)nponasoBoi KUCIOThI

T'unpocyiabdhaTHas coib

B KPYIJIOAOHHYIO KOJIOY, COJZIEP KaBIIYIO 3-[2-(2-nmupuna3zus-3-
WITHINIEH TUAPa3uHo JnpornanoByo  kuciory (0,607 v, 1,18 mmonb, umcrora 40,3%,
HaATpHUeEBasl COJb), OOHOU HacThio nobdasnsiun cmecs KHSO, (0,404 1, 2,97 MmMonb, 2,5 5KB.) H
riuokcast (738 mr, 5,09 mmons, 4,3 3kB., 40% Bec/Bec B H,O). Cmech mepememuBanu npu
40°C B Teuenne 2 4. PeakuMOHHYIO CMeCh OTOHMpaIM W aHAJU3UPOBAIH C TOMOIIBIO
xonudectBeHHoro 1H SIMP (8 D;O ¢ nusTunoBsIM 3(UPOM IUATUIICHIJIUKONS B KA4eCTBE
CTaHIapTa), KOTOPBIH YKa3bIBaJ, UYTO YKAa3aHHOE B 3arojIOBKE COEAMHEHHE 00pa30oBaloCh C
XUMHUYECKUM BbIXOAOM 17%.

Jauubie AMP: 'H SIMP (400 MI'n, D,0) 8 ppm: 10,23 (d, J=2,6 I'y, 1H), 10,00 (d, J=6,3 T,
1H), 9,45 (dd, J=5,1 Ty, 1,5 I', 1H), 9,23 (dd, J=6,3 I'y, 2,6 ', 1H), 8,63 (dd, J=8,7 I'yy, 1,5
I'u, 1H), 8,12 (dd, J=8,7 I'y, 5,1 T'y, 1H), 5,24 (t, J=6,2 ', 2H), 3,34 (t, J=06,2 I'u, 2H).

TTpumep 25. Ionyuenue 2-[(2-nuppoanauH- 1 -ujaBUHWI | IUPUMUAUHA

~N
N 0 N A D
/Y )\ /Y\/
I & aN )+ SN — |
P | N

HarpeBamu cmecy 2-mermnnupumunuHa (10T, 0,1063 monb), nupponmugura (15,2,
0,2125 monp) n qumernnauerans N,N-agumermndopmamuna (26,1 r, 0,2125 mons) mpu 87°C
(BHyTpeHHss1 Temmeparypa) B TeueHwe 15 u. Ilocme oxnmaxkneHWs A0 KOMHATHOM
TEMIIepaTypbl CMECh KOHLEHTPHPOBAJIH B BaKyyMe C TOJIyYEHHEM JKEITOBATOrO TBEPAOIO
BemecTBa. JloGasmsamum 300 mun  Tper-OyruinmerunoBoro 3¢upa K JaHHOMY TBEPAOMY

BEIECTBY, U €r0 PACTBOPSUIN IPHU HArpeBaHUHU C OOPATHBIM XOJIOIUIBHUKOM. 3aT€M pacTBOP
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oxnaxnaanmu o 0°C, nepememnBany B TeueHne 20 MUHYT, TBEPAOE BELIECTBO (PHIIBTPOBAIIH,
OJIMH Pa3 MPOMBIBAJIN XOJOAHBIM TPET-OyTUIMETHUIOBBIM 3(UPOM, COOMpANIN U BBICYIINBAIIH
B riaybokom Bakyyme. Ilomyuamu 12,3 r 2-[(E)-2-nupponunus-1-uaBuHWI | MUPUMUANHA,
Oenmoe TBepaoe BemecTBo, uucrora 97% Bec/BeC, Kak H3MEPEHO C MOMOINBIO
KoJsruecTBeHHOro SIMP. @uibTpaT KOHLEHTPUPOBAJIN B BakyyMe U nodasisui 200 mut Tpert-
OyTunmMerusoBoro s¢upa. 3aTeM nocie JOCTHKEHUS MOJHOTO PaCTBOPEHMS NTPH HArPEBAHUH
¢ OoOpaTHBIM XOJOAMJIBHHUKOM pacTBOp oxnaxnanmd ao 0°C, mepeMemMBaid B TEUYEHUE
20 MUHYT, TBEpAOE BEHIECTBO (PHIBTPOBAIN, OAMH pa3 MPOMBIBAIN XOJOAHBIM TpPET-
Oy THIIMETUIIOBBIM 3(HPOM, COOMpPAH U BBICYIINBAIU B ITyOokoM Bakyyme. [Tomyuanu 4,7 ¢
2-[2-nupponuanH- | -uIBHHWI [MUpUMHUIMHA, Oeloe TBepIoe BelecTBO, yuctora 94% Bec/Bec,
KaK M3MEPEHO € MOMOIIBI0 KomudecTBeHHOro AMP. Jlpe maptuu oObeAUHSAIN C TOTyYEHUEM
17 r yka3aHHOTO B 3arojioBKe coenHeHus1, ynctora 96% sec/Bec (Bbrxon 84,1%).

IH AMP (400 MI', CDCI3) & ppm 1,85 - 2,05 (m, 4 H) 3,28 - 3,44 (m, 4 H) 5,25 (d, 1 H)
6,67 (t, 1 H) 7,99 (d, 1 H) 8,38 (d, 2 H).

Ipumep 26. ITonyuenue 4-[2-mUpUMUIUH-2-UIBUHWI |MODPd OJIMHA
o
F \)
N Z (\O /NY\/N
| + HN\) —_— I
X N

N

HarpeBanu cmech 2-stunmnnupumunuHa (0,251, 2,33 mmonb) u wmopdommna (0,43 T,
4,89 mmonb) mpu 100°C B Teuenume 20 MMHYT. 3aTeM CMeCh OXJAKAAIU IO KOMHATHOMN
TEMIepaTypbl M KOHLEHTPUPOBAIM B BakyyMe. HeouHIEeHHOE yKa3aHHOE B 3aroJIOBKE
COEMHEHUE MOyl B BUJI€ OPAHXKEBOTO Macja, KOTOPOe 3aTBEPACBANIO IPU OTCTAUBAHUH
(0,553 1), ¢ uncroroii 75% Bec/Bec, KaKk M3MEPEHO C MOMOIIBID KojudecTBeHHOro SMP.
Bonbiiast yacTe mpuMecH nmpeacTaBisia coO0i OCTaTOUHbIH MOP(OIHH.

1H AMP (400 MI'u, CDCI3) 6 ppm 3,23 - 3,33 (m, 4 H) 3,74 - 3,79 (m, 4 H) 5,49 (d, J=13,57
I'u, 1 H) 6,78 (t, J=4,95T'u, 1 H) 7,66 (d, J=13,20 ', 1 H) 8,44 (d, J=4,77 'y, 2 H)
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Ipumep 27. Honyuenue 2-[2-(1-nunepunni)BUHWI |IUPUMHUINHA

/N/
—_— N x N
O o
N

HarpeBanu cmech 2-arunmnnupumuansa (0,25 r, 2,33 mmonb) u nunepunanaa (4,89 Mmodb)

npu 100°C B Teuenue 20 MUHYT. 3aTe€M CMeCh OXJIAXXJAJIH A0 KOMHATHOH TeMIlepaTypbl U
KOHLIEHTPUPOBAIU B BakyyMe. I1osydanu HeOUnIeHHOE YKa3aHHOE B 3ar0JIOBKE COEUHEHNUE.
IH-AMP (400 MI'u, THF-d8) 6 ppm 8,37 (d, J=4,77 I'u, 2 H), 7,76 (d, J=13,57 'y, 1 H), 6,70
(t, J=4,77Tu, 1 H), 5,43 (d, J=13,20 'y, 1 H), 3,19 - 3,30 (m, 4 H), 1,56 - 1,67 (m, 6 H)

Ipumep 28. ITonyuenue 3-[2-nuppoauani-1-wIBHHWI |IUpUIA3HHA W3 3-METUWINAPUIA3UHA,

TPUATIIOPTOGOPMHUATA U MUPPOJUINHA B IIPUCYTCTBUU 2.6-nu-mpem-oytuin-4-mermwindesona

B KaUYCCTBC KATaJIU3aTopa

" (e
O —— Oy
N\N/ K Q

Bo ¢nakon nist MukpoBosnHOBOH 00paboTku oObeMoM 10 mut 3arpykanu 3-MeTHINHPUAA3HH
(0,55r, 5,7mmone), muppomunud (0,511, 7,2 mmonb), TpusTHIOpTopopmuar (1,14 T,
7,6 MMonb) u 2,6-nu-mpem-0ytun-4-merundenon (22 mr, 0,10 mmonb, 2 mox. %). Cmechb
HarpeBajd IpU MEepeMeLINBAaHUU B MUKPOBOJHOBOM peakrope mpu 190°C B Teuenue 12 u.
ITocne oxnaxxaeHWs: OO KOMHATHOW TeMIEepaTyphl pPEaKLMOHHYI0 CMeCh B3BEIINUBAIIY,
otOupanu ee obpaszel U aHaJM3UPOBAIU ¢ oMoLIbI0 KoimuectseHHOoro 1H SIMP (8 DMSO-
d6 ¢ 1,3,5-TpumMeTokCcHOEH30JI0M B Ka4eCTBE CTAHIAPTA), KOTOPBIH YKa3bIBall HA OOpa3OBaHME
YKa3aHHOTO B 3arojIOBKE COEJUHEHHE C XUMHYECKUM BbIXOAOM 55% WM XUMHUYECKUM
BbIXOZIOM 95% B mepecyere Ha MPEBPAIeHHbIN HCXOHBIN MaTepual (npespamieHue 58%).
Hanneie AMP:1H AMP (400 MI'u, CDCI3) & ppm: 8,60 (dd, J=4,6I', 1,7T'u, 1H), 7,80 (d,
J=13,5T'y, 1H), 7,31-7,23 (m, 2H), 5,10 (d, J=13,5T', 1H), 3,28 (m, 4H), 1,88 (m, 4H).
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TIpumep 29. ITonyuyenue 3-[2-nuppoaunub-1-wIBUHWI |IUpUIA3UHA W3 3-METUINUPUAA3UHA,

TpuMeTWI-opTodhopMHaTa M NUPPOJUOUHA B NOPUCYTCTBUU  2.6-mu-mpem-0yTui-4-

MeTI/IJ'Id)eHOJ'Ia B KAa4YCCTBEC KAaTAJIN3aTOpPAa

\O | B
~ 1 N
@\ + o N7 NN
NN |

Bo ¢nakon nist MukpoBosiHOBOH 00padoTku odbemMoM 10 mut 3arpy»kaiu 3-MeTHIMTUPUAA3HH
(0,97 r, 10 mmonp), mupponuaun (0,85, 12 mmonb), Tpumetmia-opropopmuar (1,61,
15 mmonb) u 2,6-nu-mpem-OyTtun-4-merwndenon (45 mr, 0,20 mmoinb, 2 mon. %). Cmech
HarpeBajy MpU MepeMelInBaHUN B MHKPOBOJHOBOM peaktope npu 200°C B TedeHue 9 u.
ITocne oOXJakAEeHUS OO KOMHATHOW TeMIEpaTypbl PEAaKIHOHHYK) CMECh B3BEIIHMBAJIH,
otOupanu ee obOpaszel U aHaJH3UPOBAIU ¢ oMoLIbI0 KoimuectseHHoro 1H SIMP (8 DMSO-
d6 ¢ 1,3,5-TpumMeToKCcHOEH30JI0M B KaUeCTBE CTAHAApPTa), KOTOPBIM yKa3biBall HA 0Opa3OBaHUe
YKa3aHHOTO B 3aroJIOBKE COCAMHEHUE C XUMHUYECKUM BBIXOIOM 33% WM KOJWYECTBEHHBIM
XUMHYECKHM BBIXOJIOM B IepecyeTe Ha MPEeBPaLIeHHbII HCXOAHBIH MaTepual (TpeBpalieHne
33%).

Hanneie AMP:1H SAMP (400 MI'u, CDCI3) & ppm: 8,60 (dd, J=4,6I', 1,7T'u, 1H), 7,80 (d,
J=13,5T'y, 1H), 7,31-7,23 (m, 2H), 5,10 (d, J=13,5T';, 1H), 3,28 (m, 4H), 1,88 (m, 4H).

TIpume 30. ITonyueHue 2-[2-0uppOdanANH- 1 -MIBUHII |TUPUMUANHA U3 2-

MCTHJINMHUPHUMHWAWHA, TDI/IBTI/IJI—ODTO(bODMI/IaTa U _IUPPOJUAMHA B MPUCYTCTBUU 2.6-U-mpent-

ovTun-4-metrind)eHosa B KAYECTBE KATAJIN3ATOPA

L ®
(N\)N\ + )o)\o/\ + M —— N)\/\D

Bo ¢nakon nnst MEKpOBOITHOBOM 00padoTkn oObeMoM 10 mit 3arpy:kaiu 2-MeTHIMTHPHMUANH
(0,94 r, 10 mmonb), muppomumua (0,85, 12 mmonb), TpusTHI-OpToPOopMHAT (2,25T,
15 mmonb) u 2,6-nu-mpem-oytun-4-merundenon (45 mr, 0,20 mmonb, 2 Momnb %). Cmech
HarpeBajy MpU NepeMelINBaHUU B MHKPOBOJHOBOM peaktope npu 220°C B TedeHue 4 u.
ITocne oxJakaeHUs OO KOMHATHOW TeMIEpaTypbl PEaKIHOHHYK) CMEChb B3BEIIHBAJIH,
otOupanu ee o0pasen U aHAIM3UPOBAIN C oMolIbio konmyectsenHoro 1H AMP (8 DMSO-

d6 ¢ 1,3,5-TpumMeTokCcHOEH30JI0M B KaUueCTBE CTaHAPTa), KOTOPBIH YKa3bIBaJI HA OOpa30oBaHUE
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YKa3aHHOTO B 3aroJIOBKE COEIUHEHUE ¢ XUMHYECKHM BbIXOIOM 39% WM KOJMYeCTBEHHBIM
XUMHUYECKHM BBIXOZOM B IepecdeTe Ha MpeBpaleHHbI NCXOAHbIN MaTepral (IpeBpalieHne
39%).

Hauneie AMP:1H AMP (400 MI'u, CDCI3) & ppm: 8,34 (d, J=4,8['w;, 2H), 7,91 (d, J=13,1I"1,
1H), 6,75 (t, J=4,8['u, 1H), 5,04 (d, J=13,1T'u, 1H), 3,28 (m, 4H), 1,88 (m, 4H).

ITpumep 31. TlonyuyeHue XJOpPUAHON coau  3-(4-nupunasuH-3-uianupunasui-1-mi-1-

WHIIPONAHHUTPpWIA 13 3-[2-(2-mupupa3uH-3-WiIdTWINACH )TUAPAZUHO [IPONAHHUTPUIA U

rinrokcans B npucyrersun ZrOCl,*8H,0

X

|
\
N >
N + ANF cl”
N\N/ \N/ \/\CN O |

NN N+\/\CN
CvemmBamu rinuokcanb (38,41, 0,265 monb, 2,035kxB., 40% Bec/Bec B H;0) wm
xJjiopuctoBonopoaHyto kucioty (18,1 r, 0,159, 1,2 sks. 32% Bec/Bec B H,O) (pactsop 1).
CwmemmBanu 3-[2-(2-nupupazuH-3-MIBTHINAEH ) THIPA3HHO | IPOTTAHHUTPIIT (290,
0,132 moub, 86,2%) u metanon (17,0 1, 4,0 3xB.) (pacTBOp 2).
Pacteop 1 (11,3 1, 20% ot obwiero Koiu4ecTBa) U OKTaruApat okcuxjopuna uupkorus(IV)
(4,351, 13 Mmmonp, 10 Mo %) 3arpyskanu B KoJaOy W MOJYYEHHBIH PAaCcTBOP OXJAXKAAIH [0
0°C. JloGaBmsuiu meranon (4,24 r, 15kB.) u cMmecy nepememuBaiu npu 0-5°C B TeueHue
10 muH.
PactBop 1 u pactBop 2 mapasuiesbHO BHOCHUJIM [103aMHM B Te€UEHHE | 4 ¢ COXpaHEHUEM
temneparypbl Ha ypoBHe O0-5°C. Ilocnme oxoHuaHuss HOOaBIEHHsS PEAKLHUOHHYKO CMeCh
nepememnBaiy B TeueHue 1 1 npu 0-5°C, 3arem B TedueHHe 2 4 pU KOMHATHOU TeMIlepaType.
Jobasnsimm Boxy (33 Mu1) U MeTaHos OTroHsuid B Bakyyme (100 — 25 mbap) mpu 45°C
(BHewHsist Temneparypa). JloGasnsmn 3-metmi-1-0yranon (67 Mi1) U CMECh TEPEMELIHBAIIH
npu 45°C B Teuenue 1 4. @a3wl pa3gensuid U BOAHYIO a3y CHOBA MepeMEIInBalid CO CBEKUM
3-merun-1-Oyranonom (67 mu) npu 45°C B Teuenue | 4. @a3pl pa3nensyii U BOAHYIO a3y
KOHLIEHTPUPOBAIA /IO CYXOr0o COCTOSIHUSI C TOMOINBI) POTALMOHHOTO BBINAPUBAHUS C
MOJIyY€HHEM YKa3aHHOTO B 3arOJIOBKE COCOMHEHHUS B BHIE YEPHO-KOPUYHEBOTO aMOP(HOTro
(CTEeKNIOBUAHOIO) TBEPAOro BemecTsa ¢ BbIXxogoM 79% (4291, uymcrora = 60%,

kommmuectBeHHblld 1H AMP B DO ¢ 1-MeTun-2-nupunoHOM B Ka4eCTBE CTAHIAPTA).
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Tanubie SIMP: 'H SIMP (400 MI'y, D,0) & ppm: 10,26 (d, J=2,6 T'w, 1H), 10,03 (d, J=6,3 I'y,
1H), 9,38 (dd, J=5,1 Ty, 1,5 'y, 1H), 9,27 (dd, J=6,3 T, 2,6 'y, 1H), 8,60 (dd, J=8,7 Ty, 1,5
Ty, 1H), 8,07 (dd, J=8,7 I'y, 5,1 Ty, 1H), 5,32 (t, J=6,2 Ty, 2H), 3,49 (t, J=6,2 T'u, 2H).

ITpumep 32. TlosyyeHue XJOPUAHON coau  3-(4-nupunasuH-3-Winupuaasui-1-mi-1-

WI)OPONAHHUTPIIIA U3 3-[2-(2-nupuna3suH-3-WiIdTIWINACH )TUAPA3UHO |IDONaHHUTPUIA U

rinrokcass B npucytctsuu Sc(OTf)3

x

I
S
N =
| H O — N\ “
N + ANF -
AN XN NN o) || C

St~ en
B 10-mn1 ¢akon 3arpyxanu rimokcans (1,26 T, 8,72 mmons, 2,0 k8., 40% Bec/Bec B H,0),
xjopuctoBonoponnyro kuciory (139 mr, 1,22 mmonb, 1,2 3xB. 32% Bec/Bec B HyO) u
tpudropmerancyabonar ckaugusa(Ill) (254 mr, 0,52 mmonb, 0,5 3xB.). OpmHOI HacTbIO
nobaBsIH 3-[2-(2-mupuna3uH-3-UId TWIMACH ) THAPA3HHO | TPONaHHUTP U (247 wr,
1,04 mmonb, 80%) u monydeHHyIO cMech mnepememmnBanu npu 45°C B TeueHwe 2 U
PeaknnoHHy0 cMech OTOMpAN U aHAJTM3UPOBANIU C MTOMOILIBI0 KosmrmuecTBeHHOoro 1H AMP (B
D,0 ¢ nuaTHnoBsM 3¢pUpOM ITUITHICHIVIMKONSA B KQUeCTBE CTAHIAPTA), KOTOPBIN yKa3bIBaJl,
YTO YKA3aHHOE B 3ar0JIOBKE COeIMHEHHE 00pa30BaIOCh C XMMUYECKUM BbIX010M 70%.
Tannbte AMP: 'H SIMP (400 MT'w, D,0) 6 ppm: 10,26 (d, J=2,6 T'u, 1H), 9,98 (d, J=06,3 I'y,
1H), 9,41 (dd, J=5,1 Ty, 1,5 I'y, 1H), 9,25 (dd, J=6,3 I'y, 2,6 'y, 1H), 8,60 (dd, J=8,7 I'yy, 1,5
I'u, 1H), 8,07 (dd, J=8,7 I'y, 5,1 I'y, 1H), 5,28 (t, J=6,2 'y, 2H), 3,47 (t, J=06,2 'y, 2H).

ITpumep 33. TlonyuyeHue XJOpUAHOH coau  3-(4-nupunasuH-3-uianupunasui-1-mi-1-

WIIIPONIAHOBONW KHUCJIOTBL W3 XJIOPUAHOW coau  3-(4-nupunasud-3-minupunasul- 1-uii-1-

WI)IIPONAHHUTPUIIA
S
|
N\N/ = o .
N /N+\/\
N CN

XnopugHyr coib  3-(4-mupunasuH-3-wnnupuaasul- 1-uii-1-umnponanautpuna (17,91,
40,4 mmonb, 55,8%) mepemMemuBain ¢ XJOPUCTOBOAOPOAHOM kucioTol (46,0 r, 0,404 moub,

10 3xB., 32% Bec/Bec B HyO) mpu 80°C B Teuenue 2,5 u. JJobasnsan Boay (31 r) u ymansm
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neryuue BemecTsa (azeorpomnHas cmech HCl/Bona) ¢ moMoLIpi0 pOTALIMOHHOTO BBITAPUBAHUS
npu 55°C. ns ynmanenuss uzbObrrouHoro HCI, a Takske Bombl, n0OaBISUIH MPOIHMOHOBYIO
kucaoty (15,51) Kk OCTaTky W MOJYYEHHYI) CMECh BBINIAPUBAIU IO CYXOrO COCTOSIHHS C
NOJIy4eHHEM HEOUHUINEHHOrO0 IPOAYKTAa B BHAE 4YEPHOro amMop(pHOro (CTEKIOBUIHOIO)
TBEPIOTO BELIECTBA ¢ BBIXOAOM 96% (24,9 1, unctora = 41,4%, xonuuectBennbiii 1H AMP B
D,0 ¢ 1-meTun-2-nupuaoHOM B Ka4eCTBE CTAHAAPTA).

Haunsie SIMP: 'H SIMP (400 MTI'y, D,0) & ppm: 10,13 (d, J=2,4 ', 1H), 9,95 (d, J=6,3 I'y,
1H), 9,34 (dd, J=5,1 T, 1,5 I'u, 1H), 9,15 (dd, J=6,3 I'u, 2,6 'y, 1H), 8,57 (dd, J=8,7 'y, 1,5
I'u, 1H), 8,04 (dd, J=8,7 ', 5,1 ', 1H), 5,18 (t, J=6,1 T'u, 2H), 3,29 (t, J=6,1 'y, 2H).

Ipumep 34. TlonydyeHue XJOPUOHOU couu  3-(4-mUpUMUINH-2-WINUPUAA3UH-1-uid-1-

WHIIPONAHHUTPWIA U3 3-[2-(2-nupuMunnH-2-WIdTWIMACH )TUAPA3UHO [IPONAHHUTPWIA U

E\N

N

(\)\/\ N LN ’ NN o
N/ INT NN o |

-
N N
N~ \/\CN

rinrokcans B npucyrersun ZrOCl,*8H,0

B 10-mn ¢akon 3arpyskanu rimokcans (0,579 r, 3,99 mmons, 2,0 k8., 40% Bec/sec B H,0),
xjopuctoBonopoanyto kucinory (0,274 r, 2,40 mmonb, 1,23kB. 32% Bec/Bec B H,0),
okraruapar okcuxjopuga uupkoHuws(IV) (66 mr, 0,20 mmonb, 10 mon. %) u mMeraHOn
(1,6 mm). Onnoti YaCThIO n00aBIIsIH 3-[2-(2-mupumMunuH-2-
W THIHAEH ) ruapasuo JnponanHuTpui (0,50 r, 1,98 mmonb, 69,5%) 1 peakIMOHHYIO CMECh
nepemermnBaiy B TeueHue 4 4 npu 0-5°C, 3arem B TedueHHe 2 4 IpU KOMHATHOU TeMIiepaType.
PeakiioHHy0 CMeCh OTOUPAN U aHATM3UPOBAIU C MOMOIIBIO KojudecTBeHHoro 1H AMP (B
D,0 ¢ nusTHioBBIM 3UPOM TUITHICHIJIMKONSA B KQUeCTBE CTAHIAPTA), KOTOPBIH YKa3bIBAJI,
YTO YKA3aHHOE B 3ar0JIOBKE COEIMHEHHE 00Pa30BaAIOCh C XUMUYECKHM BbIXOZIOM 85%.

JobGassuu 3-metu-1-6yranon (2 mun) u cmech nepemernuBany npu 45°C B Tedenue 30 MuH.
B 5r0 Bpemss HaOmomamum OCaXAEHHWE YKAa3aHHOTO B 3arojioBke coexmHeHus. [locne
OXJIAXKZIEHUs] O KOMHATHOW TeMIlepaTypsl cMmech (uubTpoBanu. KopuuHeBoe TBeproe
BemecTBo (0,50 r) aHammsupoBaim ¢ momourpto kojuuecrseHHoro 1H AMP (8 DO ¢
IVSTUIIOBBIM 3(pMPOM AMATHIIEHTIIMKOJSI B KA4eCTBE CTAHAAPTA), KOTOPBIA YKa3bIBaJl HAJTHUUE
creayromend koMno3unuu: 46% xmopugHod comu 3-(4-nmupuUMUANH-2-WINipuaa3ul-1-ni-1-

WI)TIPONIaHHUTpIIA, 25% 3-MeTui-1-0yTtaHona v BOZIBL
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Tansbie SIMP: 'H SIMP (400 MI'y, D,0) & ppm: 10,36 (d, J=2,1 T'n, 1H), 10,01 (d, J=6,2 T'y,
1H), 9,37 (dd, J=6,2 T'y, 2,1 T'y, 1H), 9,12 (d, J=5,0 'y, 2H), 7,77 (t, J=5,0 T, 1H), 5,31 (t,
J=6,3 T'u, 2H), 3,50 (t, J=6,3 I', 2H).

Ilpumep 35. TlonyyeHue XJOPUOHON coiau  3-(4-DUpUMUAWH-2-WINUPUOA3UH-]-1ii-1-

JJI)IPOIIAHOBOM KHUCJIOTBHl U3 XJIOPUAHOW coau 3 -(4-mupuMHUANH-2-WINUPUAA3UH- 1 -nii-1-

WI)IIPONIAHHUTPUIIA
~ @
N
| Z
E\/ pZ B - N Z | o
N cl *
IN+ \N/N (0]
N
N/ \/\CN \/Y

XnopungHyro coib  3-(4-mupUMUANH-2-UINMUpUAa3uH-1-uii-1-un)nponanaurpuna (1,60 T,
4,19 mmonb, 62,5%) nepeMeruBaiu ¢ XJIOPUCTOBOAOPOIHOM KucioTol (4,67 r, 25,6 MMOIb,
6 5kB., 20% Bec/Bec B H,0O) mpu 110°C B Teuenue 9 u. [locie oxnakaeHus] 10 KOMHATHOU
TEMIIEpaTypbl PEAKLMOHHYI) CMECh KOHLEHTPUPOBAIU IO CYXOro COCTOSIHMsI C MOMOLIBEO
POTALIMOHHOIO BbIAPUBAHUS C MOJYYEHHEM HEOYMILNEHHOrO MPOAYKTa B BHJE KOPUYHEBO-
YepHOTO TBEPIOro BemecTBa ¢ BbIxogoM 70% (1,78 r, uncrora = 43,7%, KOIUYECTBEHHBIH
1H AAMP B D,0 ¢ qusTuin0BBIM 3(pUPOM AMSTUIIEHTTIMKOISA B KAUECTBE CTAHAPTA).

Tannbte AMP: 'H SIMP (400 MI'w, D;0) 6 ppm: 10,14 (d, J=2,1 I'n, 1H), 9,84 (d, J=6,2 I'Ly,
1H), 9,17 (dd, J=6,2 'y, 2,1 I'u, 1H), 8,98 (d, J=5,0 'y, 2H), 7,63 (t, J=5,0 'y, 1H), 5,10 (4,
J=6,1Tw, 2H), 3,23 (t, J=6,1 I'u, 2H).

ITpumep 36. IlonydyeHue XJOPUAHOU conu  3-(4-nupuMunnH-4-wanupunasud-1-umii-1-

WHIIPONAHHUTPWIA U3 3-[2-(2-nupUMUINH-4- I THWINACH )TUAPAZUHO [IIPONAHHUTPUIIA

le X
N7 _
H 0O — N < -
L/Nj\/\N/N\/\CN oA 1. c

SIS en
Oxraruppar okcuxyopuna upkoHms(IV) (0,317 r, 0,966 mmonb, 10 mon. %) noGasnsinn B

koy0y, 3areM BMemmBaiu riHokcaidb (2,8 r, 19,3 mmons, 2,0 3xB., 40% Bec/Bec B H,O) m

xJiopucToBoopoaHyto kucioty (1,36 T, 13 mmons, 1,35 3xB. 35% Bec/Bec B H,O) (pacTBop

).
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CmemmuBanu 3-[2-(2-nmupuMHINH-4-UIS THINAESH ) THAPA3HHO | TPONAHHU TP (3,0r,
9,66 Mmoutb, 60,9%) u meranon (4,7 1, 15,5 3xB.) (pacTBOp 2).

PactBop 1 oxnaxnmanu no 0°C. Meranon (1,56 T, 53KB.) n03aMu BHOCWIM B pacTBop 1 B
tedenue 30 MuH, a 3ateM cmech nepemernnsanu npu 0-5°C B reuenue 30 MuH.

PactBop 2 nosamu BHOCHIM B pacTBOp | B TeueHue nepuoja, COCTABIsABIIErO 2 4, C
coxpaHeHueM Temmeparypbl Ha ypoBHe 0-5°C. ITocne okoH4aHusT JOOABIEHUS] PEAKLIMOHHYIO
cmech mepememnBanid B TedeHne | u mpu 0-5°C. [loGamnsnm aueroHuTpusn (45 M) u
HaOmonamu cycneHsnro. CMech (QUIBTPOBAINM M TBEPAOE BELIECTBO JBAXbI MPOMBIBAIH
arieroHUTpriIoM (2 X 50 mur). PUIbTPAT KOHIEHTPUPOBAIM NMPU MOHMKEHHOM IaBJIEHUH C
MOJly4Y€HHEM KOPUYHEBOIO TBEPJAOrO BelIeCTBAa. [BepAOe BELIECTBO PACTBOPSIU IyTeM
nobasnenust Boxbl (20 Mit) m skcTparupoBanu stwinaneratoM (4 x 100 mir). Bomayro ¢dasy
KOHLIEHTPUPOBAJIN JI0 CYXOr0 COCTOSIHMsSI C IIOMOLIbKO POTALMOHHOTO BbINAPUBAHUS C
MOJIyYEHHUEM YKa3aHHOTO B 3arojIOBK€ COEAMHEHMsI B BHJAE YEPHO-KOPHUYHEBOI'O TBEPIOIrO
BellecTBa ¢ BbIxogaoM 69% (2,61 r, uncrora = 63,1%, KOTUYeCTBEHHBIH 'H AMP 8 DMSO-d6
¢ nBymsi Karisimu DO ¢ MaienHOBO# KUCIIOTOH B KaYeCTBE CTAaHAAPTA).

Jarssie AMP: 'H SAMP (400 MI', DMSO-d6) & ppm: 10,29 (d, J=2,06 I', 1 H), 10,14 (d,
J=6,19T'y, 1 H), 9,51 (s, 1 H), 9,37 (dd, J=6,19, 2,38 I';, 1 H), 9,19 (br d, J=5,08 I'ry, 1 H),
8,54 (d, J=4,44 Ty, 1 H), 5,21 (t, J=6,34 I'y, 2 H), 3,41 (t, J=6,34 'y, 2 H).

IIpumep 37. INonyuenue 3-[2-(2-mupUMHUINH-4-IDTUINACH )TUAPA3HHO |IPONAHHUTPIIIA U3

4-[2-nuppOoIUANH- 1 -UIBUHWI |HDUPUMUIUHA
Nl/j\/\ N Nl/j\/\ N
N — L
kN/ Vi D + HNT e NZ S Y

4-[2-TTuppomuaun- 1 -wisuaun Jrupumuaua (5,0 r, 27,1 mmonb, 1,00 3xB., yucrora: 95%)

no0aBIsUIH B pacTBOP 3-ruapasuHOnponanHuTpuia (3,65 r, 42,8 mmonb, 1,58 3kB.) B 3TaHONE
(50 M), oxnaxknennsit npu 0-5°C. Hanee tpudropykcycHyro kucioty (3,12 r, 27,1 mmounb,
1,0 3kB., 2,11 mu1) mo karmisiMm 10OaBNSIM B TPUBEACHHYIO BBIIIE PEAKLUOHHYI) CMECh C
noanepkanueM temneparypbl Hike 10°C. Yepes nBa yaca cMech KOHIEHTPUPOBAIH 1N vVacuo
W OUMIIAd Ha HeWTpasibHOM okcuae amomunus (0-4% MeOH B merun-tper-OyTHIOBOM
adupe) ¢ moaydeHneM KenToi kamenu B Buae cMmec E/Z (HeonpeneneHHol) ¢ BbIxonoM 47%
(4,0r, wuucrora = 60,9%, xomuuectBennbii 1H AMP B DMSO-d6 ¢ 1,3,5-

TPUMETOKCUOEH30JI0M B KQUeCTBE CTAHIAPTA).
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Jarusie IMP(cmecs E/Z-u3omepos): 'H SIMP (400 MI'y, DMSO0-d6) & ppm 9,16 - 9,06 (m,
0,75 H), 8,74 - 8,68 (m, 1 H), 7,51 - 7,40 (m, 1 H), 7,20 (t, J=5,55 T'y, 0,75 H), 6,89 (t, J=4,84
I'u, 1 H), 6,80 (br s, 0,25 H), 6,60 (td, J=5,04, 1,35 I'y, 0,25 H), 3,67 - 3,59 (m, 2 H), 3,35 -
3,25 (m, 0,5 H), 3,25 - 3,15 (m, 1,5 H), 2,74 - 2,61 (m, 2 H).

ITpumep 38. ITonyuenue 4-[2-nuppoauanH- 1 -MIBUHWI |MIUPpUMUINHA U3 4-METUINUPUMUIUHA

. PR
Nl(Nj\+ )O)\o/\+ "\ — (Nj\/\D

B 100-mn aBTOKNaB 3arpyxkanu 4-metwimupuMuanH (S T, 52 mmonb), nupponunuH (1,91,
26 mmonb, 0,5 5kB.), TpusTHIOpTOdQOpMHUaT (6,3 r, 42 MmMonb, 0,8 3xB.) u 2,6-mu-mpem-
OyTtun-4-merungenon (230 mr, 1 mmonb, 2 mon. %). Cmece HarpeBanu nipu 155°C B TeueHue
449, Tlocne OXNakXgeHWs A0 KOMHATHOW  TEMIEPaTypbl  PEAaKIHOHHYID  CMECh
KOHLIGHTPUPOBAJIM 1IN vacuo W ouMmanud Ha cuaukarene (20-35% ostunanerata B
LIUKJIOTEKCAHE) C MOJIYYeHHEeM CBETJIO-XKEJITOTO TBEPJOro BelnecTsa ¢ Bbixogom 44% (3,0 T,
upcrora = 68% Ha ocHOBe konmuectBenHoro 'H SIMP B DMSO-d6 ¢ 1,3,5-
TPUMETOKCUOEH30JI0M B KQUeCTBE CTAHAPTA).

Jauusie IMP: 'H SIMP (400 MI'y, DMSO-d6) & ppm 8,58 (s, 1 H), 8,16 (d, J=5,62 'y, 1 H),
8,00 (d, J=12,96 I'y, 1 H), 6,94 - 6,82 (m, 1 H), 4,95 (d, J=12,96 I'y, 1 H), 3,47 - 3,16 (m, 4
H), 1,87 (m, 4 H).

ITpumep 39. IlonydyeHue XJOPUOHOU conu  3-(4-nmupuMunnH-4-wanupunasud-1-ui-1-

WIIIPONIAHOBONU KHUCJOTBL W3 XJOPUAHOU conu 3 -(4-nupuMuauH-4-mnnupunasud- 1-uii-1-

WI)IIPONAHHUTPUIIA
N N
N k
| =
k Z = _ —_— N Z || e
N al +
|N+ \N /N 0]
N
N~ NN \/Y

XnopungHyo conb  3-(4-nmupuMuanH-4-unnupuaasus- 1-ui-1-um)nponanautpuna (1,58 T,
4,03 mmonb, 63,1%) nepeMernuBaId ¢ XJIOPUCTOBOAOPOIHOM KUCIOTOH (6,29 1, 60,4 MMOITB,
15 skB., 35% Bec/Bec B HyO) mpu 80°C B Teuenue 1 4. PeakiMOHHYIO CMeCh OXJIQXKIAIU 10

KOMHATHOH TeMIIepaTypbl ¢ MOJYyUYEHUEM HEOUHIEHHOrO MpoAyKTa ¢ BeixomoM 88% (6,79 r,
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yucrota = 14,1%, xonmnuectBenusii 1H AMP B D;O ¢ ManenHOBO# KHUCIIOTOH B KaueCTBE
CTaHIapTa).

Mannsie AMP: 'H AMP (400 MI'u, D,0) 6 ppm: 9,92 (d, J=2,06 ', 1 H), 9,75 (d, J=6,19 I'y,
1 H), 9,28 (s, 1 H), 8,99 (dd, J=6,27, 2,46 T'y, 1 H), 8,96 (d, J=5,55T'u, 1 H), 8,30 (dd, J=5,71,
1,27 I'u, 1 H), 4,95 (t, J=6,03 I'y, 2 H), 3,03 - 3,11 (m, 2 H).
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ITEPBOHAYAJIbHA A ®OPMVIJIA U3OBPETEHHA

I. Cnoco6 nonyuenus: coenquHenust ¢opmydsl (I) mimm ero arpoHoMu4ecku MpueMIIeMOi

COJIM WJIM LIBUTTEP-UOHHBIX (POpM,

5
A
\(\
+
N4N><Q\Z
RV R
@,
rae
10
A mpencrasisier co00il 6-4NIEHHBIH TeTepOapHl, BBIOPAHHBIN U3 TPYIIIBL, COCTOSIIEH
u3 ¢popmyn A-1 — A-VII, npUBENEHHBIX HIIKE,
8 8 8 8
(R)p Rp Rp (R)p N
SRR | &)
X K N X
NJY N SN N
Al Al Alll AV
8
R')p R)p R)p
N N N
N | |
X Y Y
AV AVI AVII
15 rae JioMaHas JiMHHUS O00O03HAa4aeT TOYKY MPUCOEIUHEHUS K OCTaJIbHOH YacTh
coenunenust popmyiel (1), p pasusiercs 0, 1 wm 2; u
R! npencrasisier co6oii BOXOPOR MITH METHIT,
20 R’ MPEICTaBIISIET COOOM BOAOPO HIJTH METHIT,

Q npexcrasisier co60ii (CR™R™)y;



10

15

20

96

m pasHsiercs 0, 1 unu 2;

v 2 v
kaxabiii m3 R'™ u R™ HesaBucuMO BBIOpAaH U3 IPYIIIBL, COCTOSIIEH M3 BOXOPOJA,

metuna, —OH u —NHj;

Z Boibpan w3 rpymmel, cocrosmeii m3 —CN, -CH,OR’, -CH(OR*)(OR™), -
C(OR*)(OR*)(OR™), —C(0)OR", -C(O)NR®R” 11 -S(0),0R"; rm

Z BBIOpaH W3 TPYMIBL, cocTosimied u3 rpymmbl Gopmyn Z,, Zv, Ze, Zg, Ze 1 Zg,

MMPUBCACHHDBIX HUXKE,

R5f R5f
R5 R5b 0] Rse o
- 59
‘ﬁ(\/ FZ \ R
R5a o) ng
RSC R5d
2y z
Za Zc d

5f
Sf 5f R
st R sg R
R R 5g R59
R O
o (o}
07 [ R \%O shR
ook :
V4 Z

e
rae JioMaHas JIUHUSL O0O3HA4aeT TOYKY HPUCOCOMHEHUS K OCTaJbHOW YacTh
coenunenus popmyusr (I); u

10a,

2

3 o
R’ mpencrasnsier coboii Bomopon unu -C(O)OR
KayKIbIA U3 R4, R* 1 R* nesapucumo BbIOpaH u3 Ci-Ceankmna,

. 52 pSh pSc pSd pse pf Bs 5h
kaxapii 13 R7, R R R* R™ R* R¥ R u R™ nesasucumo Bbibpan 13 rpymmsi,

cocrosieit u3 sogopoaa u Ci-Ceankuna,

o 6 7 o
kaxabid 3 R™ u R’ He3aBucumMo BbIOpaH W3 rpymibl, cocTosimel u3 Bogopona u Ci-

Ceankuna,
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“ 8 -
Kax/plii R” He3aBHCHMO BBIOpaH U3 TPYIIBL, cOCTOsIIeH u3 ranoreHa, -NH,, meruna u

METOKCH,

R'” BBIGpan U3 rpymmbl, cocrostitei n3 Bogopona, C-Ceankua, beHnna u GeHsmna; u

10 “
R™ Bpibpan u3 rpymmbl, cocrosmeit uz sogopona, Ci1-Ceankuna, Gpenuna u 6eH3una,;

IIPU 3TOM YKa3aHHBII CIIOCO0 MpeaycMaTpUBaeT

ocyIecTBieHHe peakuuu coequaerus popmyisi (IV):

rne A, Q, Z, R'uR’ OIPENENICHBI BBILIE,

¢ coequHeHueM (popmysl (V) umn

€ro COJIbIO I N-OKCUIIOM;

rae

. 15 pl6 pl7 18 o
kaxapii 13 R, R, R m R He3aBucumMo BBIOpaH W3 TPYMIBI, COCTOSIIEH W3

15 16ap, 17 10
ranorena, -OR ™, -NR "R u -S§(0),OR""; u/um

15 16 Lo _np 162
R u R™ Bmecre npeacrasisiror codoit =0 nmm =NR

o 16
npencTasisioT co6oit =0 i =NR ™, um

2

wuma R u R® smecte
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R" u R'® Bmecte ¢ aToMOM yriepona, K KOTOPOMY OHH TPHCOEIUHEHbI, 00pa3yroT 3-
6-4IeHHBIM TIE€TePOLMKIINI, KOTOpPbIA comep>kur | wumm 2 rerepoaromMa, IO
OTAENBbHOCTH BBIOPAHHBIE U3 a30Ta U KUCIOPOAA; UIH

R" u R'" Bmecre ¢ aTOMOM yrieposa, K KOTOPOMY OHH MPHCOEIMHEHbI, 00pasyroT 3-
O-4JIEHHBIM TeTEepOLUKIWI, KOTOPbI comep>kut 1 wumm 2 rerepoaTtoma, IO
OTZENbHOCTH BbIOpPAHHBIE U3 a30Ta U KUCIOPOA;, U

kaxapiii R'™ HesaBucuMo BRIOpaH W3 Tpymmbl, cocrosmedl u3 Bomopoma u Ci-
Ceanxuna,

kaxapiii R'® HesaBucuMo BBIOpaH M3 Tpymmbl, cocrosimedl m3 Bomopoma u Ci-
Ceanxuna,

kaxpiii R'™ HesaBHCHMO BBIOpaH M3 IPYIIbL, cocrosmedl u3 Bogopoxa u Ci-

Ceankuna,

¢ rosyueHneM coeauHeHust popmysl (I).

Crioco6 mo 1. 1, rne R' u R” mpencrasmsiioT coGoii BOXOPOI.

Crioco6 mo mobomy u3 n. 1 uma 1. 2, rne R u R®n €IICTAaBJISIFOT COOO0M BOIOPOL.
y 5 p p

Cnocob o mobomy u3 mn. 1-3, rae m paBHsercs 1.

Cnioco6 no mobomy u3 mm. 1-4, rae p pasusiercs 0.

Cnoco6 mo srodomy u3 . 1-5, rae A BeIOpaH U3 rpymmsl, cocrosimei u3 Gopmyn A-

Ia — A-Illa, mpuBeNEHHBIX HUXKE,

N
\N/g‘ N N§N
A-la A-lla A-llla

rac JioOMaHas JIMHHA o0o3Havaer TOYKY TMPUCOCAUHEHUA K OCTaJIbHOM dYacCTH

coenuneHust popmyisl (1).

Crniocob mo mobomy m3 mnm. 1-6, roe Z BeIOpaH u3 rpymnmbl, cocrosimeit m3 —CN, -

CH,OH, —-C(0)OR"’, -S(0),0R" u -CH=CH,.



8. Crioco6 mo moGomy u3 mm. 1-7, rae Z npencrasister coboit -CN wmm —C(0)OR ™.
9. Cnocob no mobomy u3 mn. 1-8, rae coenunenune ¢popmynsl (V) npencrasiser coOoi
5 COeIMHEHHe, BHIOPAHHOE U3 TPYIIIbI, COCTOsAIeH 3 coenuHenus Gopmyn (Va), (Vb),

(Vo), (Vd), (Ve), (VE), (Vg), (Vh), (V)), (Vk) u (Vm),

16a 15a R'5a
R / R \O \o
DS
|17a | | 152 | 15
(@) R 16a /N R
R
(Va) (Vb) (Ve) (vd)
15a
\ 15a
R \)\ 15a e ﬁ)\ 1 5a /
\ 15a
153 153
(Ve) (Vh (Vag) (Vh)
15a
R
Cl o~
N ~ R ol 0 O\\ //O
R "N cl "o ® N
7N\
cl o) o) (o)
R15a P
Vi) (Vk) (Vm)
rae kaxapii m3 R', R R u R onpenernen B m. 1.
10
10. Crniocob mo modomy u3 mm. 1-8, rne coenunenue Gopmynsl (V) npencrasisier coboi

coenuHenue Gopmysl (Va),
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Cnoco6 mo mobomy u3 mm. 1-10, rme cmoco0 OCYWIECTBISIOT B MOAXOAAIIEH

peakuuonHou cpeae npu pH ot -0,5 no 6.

Cnoco6 mo mobomy wu3 mm. 1-11, rae cmoco® OCYIIECTBISIOT B NPHUCYTCTBHH

LUPKOHUEBOHN WJIM CKaHAUEBOM COJIH.

Crnoco6 mo mobomy u3 nm. 1-12, rne coenunenue ¢opmyiel (IV) monydaror nmyrem

OCYIeCTBIICHHsI peakuuu coequnenus popmyisr (11):

(D,

rae A onpenenes B 1. 1, . 5 unu . 6;
Y BbeiOpan u3 rpymmsl, cocrtosmed u3 rpymmsl ¢opmyn Y-I Y-II u Y-III,

MMPUBCACHHDBIX HUXKE,
13
T

‘H(\/N\RM m /
14a

OR
v Al Y-
R" u R" nesaBucumo BbIOpaHbI U3 IPyMIbl, cocTosmeid u3 Bomoponaa, Ci-Ceankuna,
C,-Cgranorenankunia u GpeHuna;, wiu
R" u R Bmecre ¢ atomom asora, k KOTOPOMY OHH MPHCOEIUHEHBI, 00pa3yoT 4-6-
YJIEHHOE TeTEePOLUKIMIBHOE KOJBLO, KOTOPOE HEeOoOs3aTeIbHO COAEPIKUT OAMH
JOTOJTHUTENBHBIN FeTepPOaToM, OTIENbHO BEIOPAHHBIHN U3 a30Ta, KUCJIOPOJA U CEPhL; U
R Bribpan u3 rpymmsy, cocrosimeii u3 Bogopoxna, Ci-Ceankuna u -C(O)R™P;

14b o
R BbIOpaH w3 Trpymmbl, coctosimed w3  Bomopoma, Ci-Ceankmma u G-

CeranoreHajakuia;
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¢ coenquHeHueM (popmysl (11I):

H
N Q
H,N” Nz
R1><R2
(11D),

rae Rl, Rz, Qu Z onpenenensl B 1. 1, m. 2, . 3, m. 4, . 7 wiu 1. 8, ¢ mony4YeHUEM

coenunenust Gpopmyis (IV):
A N_ _Q
~Y >< ~z
RV R
av),

rne A, Q, Z, R'uR’ ompenesieHbl B JF0OOM U3 MyHKTOB M. 1-8.

14.  Cnocod mo mobomy u3 mm. 1-13, rne coemmunenune ¢opmyner (I) gomomHUTENTHEHO
TIO/IBEPTatOT THAPOJN3Y, OKHCIEHHIO W/HIM COJEBOMY OOMEHYy C IIOJy4eHHEM

arpoOHOMHYECKH npuemiieMoii conu opmyel (Ia) wnn usuTTep-mnoHa Gopmyisr (Ib),

A A
X =
Q) )

NS Q NS Q. ..
R “r® RV “Rr?
(la) (o)

1 . . .
rae Y npexncraBisieT coOOH arpOHOMHYECKH TPUEMJIEMBbIH aHHUOH, W ] U K

NPEACTABISIIOT COOOH Liesble YHCiia, KOTOpble MOTYT OBbITh BBIOpaHb! U3 1, 2 wiu 3, u
1 p2 2 .
A, R, R” u Q onpenenensl B modom u3 mm. 1-6, u Z° npencrassietr coboit -C(O)OH

w -S(0),0H.

15. Croco6 mo m. 14, rme Y' npencrasmster coboit xmopun mmm Opomum, u j u k

paBHstOTCS 1.
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16.

17.

18.

19.
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CoenuneHue, BBIOpaHHOE U3 TPYIIBL, cocTosmeil 3 coenuHeHust Gopmyasl (Ic) u

coequHenwust popmysl (Id) umm UX arpOHOMUYECKH MPUEMIIEMO COJIH,

| X N| X

N\N/ Z | kN/ Z |
NN N+\/\CN NN N+\/\CN
(Ic) (Id)

Coenunenue gopmyisl (IV),

H

A\/§N/N Q_ 7
RV “R?
Iv),

rne A, Q, Z, R'uR’ orpenesieHbl B JF0OOM U3 MyHKTOB . 1-8.

ITpumenenue coenuuenus popmyunsl (II) nist monyuenus coenunenus popmyisi (I),

(D),
rne A u Y onpenenensi B 1. 1, m. 5, . 6 wim . 13 Bbimme.
Coenunenue gopmyier (I1-a):

Tm

N
AT NRM

(IT-a),
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rae A TmpencrtaBiseT CcoOOH O-diieHHBIH TreTepoapuii, BBIOPAHHBIH M3 TPYIIIEL

cocrositeit u3 popmyn A-I, A-II, A-III, A-IV, A-V u A-VII, npuBeneHHbIX HIXKE,

8 8 8 8
R)p ®)p ®)p ®p
) N | |
X K Na X
N N SN N
Al Al Al AV
8
®)p ®)p
N I
N\ N
AV AV
5 race JoOMaHas JHUHUA 0603HaqaeT TOLIKy HpI/ICOGI[I/IHeHI/Iﬂ K OCTaJ'IbHOﬁ qacTu

coenunennst popmyasi (I), p u R® onpenesnerst B moGoM u3 1. 1, m. 5 wm 1. 6;

RY® u RY uesasucumo BbIOpaHbl W3 rpymnbl, cocrosimeirt m3 C,-Ceankmma, C;-

Ceranorenankmna v GpeHUNa, WIn

R" u R Bmecte ¢ atomom asora, k KOTOPOMY OHHU NPHUCOEIUHEHBI, 00pa3yroT 4-6-
10 YJIEHHOE TeTEePOLUKINIBbHOE KOJbLO, KOTOPOE HEeOoOs3aTeNbHO COAEPIKUT OAMH

JOTIOJIHUTENIBHBIN T€TepOoaToM, OTAEBHO BRIOPAHHBIN U3 a30Ta, KHCIOPOa U CEePBL

20.  IIpumenenue coenunrenus popmysl (1) mo m. 18 unm coenunenus popmysi (11-a) mo
13 14
n. 19, rne R~ u R BMmecre ¢ aToMOM a30Ta, K KOTOPOMY OHHU IPHUCOEIUHEHBI,

15 00paszyroT MOP(HONTUHUIbHYIO, TUIEPUINHUIBHYIO WM MUPPOTHIUHIIIBHYIO TPYIITY.

21. Cnocob mno mobomy wu3 mm. 13-15, rme coemunenue ¢opmynsl (II), rme Y

npexacrasisietT coboit Y-1, monyyaroT myrem

20 OCYIIECTBJICHUs peakuuu coequHeHus popmyist (VI):

A/CH3

(VI),



10

15

20

25

BBIIIIC.

22.

23.
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rae A ompeneneH B roboM u3 1. 1, . 5w 1. 6, ¢ coenqunenuem ¢opmyasl (VII):

22
R
o
R2 )\R24

(VID),

22 .
rae R npencrasisier coboii C;-Ceankm,

324 " 251526,
R” u R™ HezaBucumo BeIOpaHbl U3 rpymimsl, coctosmei u3 Ci-Ceankoken u -NR™R™;
R?® u R neszaBucumo BbIOpaHbI u3 C-Ceankuia; uim

25 26
R”” u R™ BMecTe ¢ aTOMOM a30Ta, K KOTOPOMY OHH MPUCOEIUHEHBI, 00pasyrT 4-6-
YJIEHHOE TeTEePOLUKIMIBHOE KOJbLIO, KOTOPOE HEeoOs3aTeNbHO COAEPIKUT OAHH

TOTMOJTHUTENBHBIA F€TEPOaTOM, OTIENIbHO BEIOPAHHBIN U3 a30Ta, KUCJIOPOA U CEPBI;

u coenuHeHneM Gopmysl (VIII):

13

I
H N\R14

(VIII),
rore R u R onpenenensl B 0. 13, . 19 unnm 0. 20;

¢ nonyyeHrem coenraenust popmyiet (I11):

A/Y

(D,

rie A, R uRY ompeaeneHbl BM. 1, m. 5, m. 6, m. 13, . 19 wnm 1. 20, u Y onpeneneH

Cnoco6 mo m. 21, rme coenuHenne ¢opmynsl (VID) mnpencrasmser coboit

TPUMETHIIOPTOHOPMHUAT WIIA TPUITUIIOPTOPOPMHAT.

ITpumenenne coenuaenus popmynsl (VI) nist monyuenus coenunerns ¢popmyist (1),

CHj;
e
A (VI),
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rae A onpeneneH B1. 1, . S unu 1. 6.

24.  Ilpumenenue coenunenus ¢popmydsl (I11) st monyuenus coenunenus popmyisi (I),

rae RI, Rz, Q u Z onpeneneHs! B

aoboMmu3 . 1, m 2, m 3, m. 4, . 7 unu 1. 8.
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