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(54) CNOCoOb MNONYYEHUA 1-3AMELLEHHbBLIX-4-LIMAHO-1,2,3-TPUA3OJIOB U

4-LIMAHO-1-(2,6-0AN®TOPBEH3WUIT)-1H-1,2,3-TPUA3OJ1

(87)

OnucbiBaeTcsl  yryudlleHHblA  crnocob
rnony4eHna 1-3amMeLleHHbIX
4-unaHo-1,2,3-Tpuasonos obuwen dopmynsbl |, roe
R4 obosHauyaeT cheHUn, HadpTun, AudeHunun,
MUPPONUR, NUPA3OANA, UMUOA30MNI, TPUA3ONUN,
TeTpasonun,  cypun, TUEeHUN, nupuann,
beHUN(HN3LW. ) ankun, eHUN(HUSLW. )anKkeHun,
beHUn (HU3LW. )anKuHWUA, HadpTUN(HW3W. )ankun,
NUPUANA(HUSLL. Yankun, YacTUYHO
rMAPUPOBaHHBIA 2-0KcoBeH3a3enuH, LIMKNoankun,
LMKNOanKeHNn, LWKNoankun (HASLWW. )ankun umu
LWKNOANKEHNN(HU3LW. )ankun, a Takke (HUsLW.
Yankun, (HW3W. )ankeHWn unu (HU3LW. )ankuHWA,
KoTopble HBRAOTCA He3aMeLLeHHbIMU WK B
KaKOOM CnyYae MOHO- UK nonvsameLLeHHbIMU
3aMeCcTUTenAMM, BbIOPaHHLIMKM U3  TPyMnbl,
BKMOYaloLeld ranoreH, kapbokcun, (HuswW. )
ankokcukapboHun, kapbamour, MOHO- KK
AnanknnupoBaHHbIA (HM3LL. Yankunom
kapbamoun, rMApokcur,  (HW3LW.  )arKoKCM-,
(HU3LW. )anKeHUNOKCU-, PeHUN(HN3LL. )asKoKCK-
U doeHOKCUrpynny, npuyeM apomMaTnyeckme WU
reTepoapoMaTtnyeckue pagukansl MoryT OblTb
HesamelLeHHbIMN mnu MOHO- mnu
rnonMsameLleHHbIMN 3aMecTUTENs MM,
BbIOPaHHBIMK W3 FPYMMbl, BKMIOYatOLLel ranorex,
(HM3W.  )ankokcu-,  (HW3LW. )anKeHWNOKCK-,
hbeHnn(H13W. )ankokcu-, PeHOKCUrpynnbl W

S(0) m-RO, roe m obosHavaeT 0, 1 nm 2, a

RO obosHauaet (HM3Ww.  Jankun,  (HWaLW.
JankeHMn WM (HU3LW. )ankuHWA, KOTopble
ABNAOTCA He3aMeLLEHHbIMA UMM B KaXOOM
cnyyae  MOHO- unm rnonM3samMeLLeHHbIMU
3aMecTUTenaMU, BbIOPaHHBIMW  WM3  TPYMMb,
BKMIOUAOLLE  ranored, rmapokcur,  (HW3LL.
)ankokcu-, (HU3LW. )ankeHWNoKcu-, peHnn(HW3LL.
)ankokcu-, cpeHoKcKrpynny, kapOoKcun 1 (HW3LL.
JankokcukapboHun, nyTeM B3auMOAeNCTBMSA
coeguHeHna dopmynel la, roae R 1 wmeet
3Ha4YeHUs, yKasaHHble Bble, C COeAMHEHUEM
dopmynel  |Ib B AByxdpasHoli  cucTeme,
BKIMHOUatoLLIel ucxogHble MaTepuans! dopmyn la
" b, npu HeobxoguMocTH B  cpeae
OpraHUYecKoro pacteopuTens unu pasbasutens,
1 Bodbl. [lonyyeHHble coedUHEHWUA ABRAOTCA
NPOMEXYTOYHbIMMA MPOAYKTaMU MpWU  NOMyYeHUU
dhapmMaLeBTUHECKN OEACTBYIOLNX KOMMOHEHTOB,
HanpuMep COOTBETCTBYIOLLUX KapBokcamMuaos
unu kapBoHoBLIX KncnoT. OnucbiBaeTcA Takke
HoBoe coeguHeHue -
4-umaHo-1-(2,6-andTopbensun)-1H-1,2,3-Tpmaso
n.2c.uns3s. N d-nol, 2 Tabn.
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(54) METHOD OF SYNTHESIS OF 1-SUBSTITUTED 4-CYANO-1,2,3-TRIAZOLES AND
4-CYANO-1-(2,6-DIFLUOROBENZYL)-1H-1,2,3-TRIAZOLE

(57) Abstract:

FIELD: organic  chemistry, chemical
technology. SUBSTANCE: invention describes
the improved method of synthesis of
1-substituted  4-cyano-1,2,3-triazoles of the
general formula

" r where Rq means
A \i (I}
CH
phenyl, naphthyl, diphenylyl, pyrrolyl,
pyrazolyl, imidazolyl, triazolyl,
tetrazolyl, furyl, thienyl, pyridyl,

phenyl(lowenalkyl, phenyl(lower)alkenyl,
phenyl(lowenalkynyl, naphthyl(lower)alkyl,
pyridyl(lower)alkyl, partially hydrogenated
2-oxobenzazepine, cycloalkyl, cycloalkenyl,
cycloalkyl(lower)alkyl or

cycloalkenyl(lower)alkyl and also
(lower)alkyl, (lower)alkenyl or
(lower)alkynyl that are unsubstituted

compounds or in each case mono- or
polysubstituted substitutes taken among the
group including halogen atom, carboxyl,
(lower)alkoxycarbonyl, carbamoyl, carbamoyl
mono- or dialkylated with  (lower)alkyl,
hydroxyl, (lower)-alkoxy-,

(lower)alkenyloxy-, phenyl(lower)alkoxy- and

phenoxy-group being aromatic and
heteroaromatic radicals can be unsubstituted
or mono- or polysubstituted substitutes
taken among the group including halogen
atom, (lower)alkoxy-, (lower)alkenyloxy-,
phenyl(lower)alkoxy-, phenoxy-group and

S(0) m-R% where m = 0, 1or 2 and RO means
(lower)alkyl, (lower)- alkenyl or
(lower)alkynyl that are unsubstituted
compounds or in each case mono- or
polysubstituted substituted taken among the
group including halogen atom, hydroxyl,
(lower)- alkoxy-, (lower)alkenyloxy-,
phenyl(lower)alkoxy-, phenoxy- group,
carboxyl and (lower)alkoxycarbonyl.
Synthesis is carried out by interaction of
compound of the formula (la) R4-N3 (la)
where Ry has values indicated above with
compound of the formula (Ib)

ol § in biphase system
H c=—< {Ib?
2

CH
including the parent compounds of the
formula (la) and (lb) in medium of organic
solvent or diluting agent and water if
necessary. Synthesized compounds are
intermediate substances used for synthesis
of pharmaceutically active components, for
example, corresponding carboxamides or
carboxylic acids. Invention describes also a
novel compound, 4-cyano-1-(2,6-
difluorobenzyl)-1H-1,2,3-triazole. EFFECT:
improved method of synthesis. 7 cl, 2 tbl

C 2

1779 42

RU



cv6LL1VC NA

(AR

MpeanochbInkK co3gaHus n3obpeTeHus

1-3ameLyeHHble 1H-1,2,3-Tpuasonsl HaxXoasaT
LUMpOKOE MPUMEHEHNE B MPOMBILLNEHHOCTU. Tak,
Hanpumep, B €BPOMNencKUX naTeHTHbIX
nybnukaumax A2-114347 (EP 114347) wu
A1-199262 (EP 199262) onncaHsbl
COOTBETCTBYIOLUME TPWUa3onbl, MpPOSABASOLME
npoTuBocyqopoxHoe peicteue. CoeauMHeHUs
aToro TMnNa rnony4atoT, Hanpumep,
B3aMMoaencTBrem apunankunasvaa c
ankKMHOBBLIM  MPOU3BOAHBLIM, a 3aTeM npu
HeOoBXOAMMOCTM OCYLLECTBRSIOT MocrneaytoLime
XUMMYecKkMe  npeBpalleHUs.  KoHKpeTHble
npvMepbl  OCyLLeCcTBReHWs1 3Toro crnocoba
onucaHel, Hanpumep, B pabounx npumepax B EP
199262 n EP 114347.

Bbinkv  NpednpuUHATEL  MHOMOYUCHEHHbIe
YCUNUA, HanpaBeHHble Ha paspaboTKy cnocoboB
Mony4YeHNsa KOMMOHEHTOB C chapmaLeBTUYECKUM
AelicTBMEM, KOTOPbIE NPOCTLI B OCYLLECTBIIEHNN U
SKOHOMMWYECKN  3PEKTUBHBI,  MO3BONSAOT
AobUTbCA BBICOKOrO BbIXOA4a Mpogykta W C
3KOMOTMYecKol  TOYKM  3peHns  obrnagatoT
MWUHUMAaTBHO BO3MOXHbIM KOMNM4YeCTBOM
HeJoCTaTKOB.

B nsobpeTeHnM npeanaraeTca HOBLI crocob
rnonyveHns 1-3ameLleHHbIX
1H-1,2,3-Tprason-4-kapboHUTpUNoB, uUx
npMMeHeHWe nMpW  W3rOTOBMEHWUW, Hanpumep,
hapMaLeBTUYECKN OEACTBYIOWMUX KOMIMOHEHTOB U
HOBbIA MPOMEXYTOUHBIA MPOOYKT.

OnuncaHue nsobpeteHunst

CornacHo u3obpeTeHWlo nNpeanaraeTcs, C
OfOHOW CTOPOHbI, HOBbIA cnocoG MonyvYeHUs
coefuHeHun copmynbl (1)

R
1
\N/N‘*N CI>»

=l

CN

roe R; obosHauaeT apomaTUYecKnin Wnu
reTepoapomMaTtuueckuii pagukarn,
apomaruyecko-anndaTtnieckuin unu
reTepoapomMaruyecko-anudaTniecknii pagmkarn,
reTepoLMKNNYEcKUiA pagukan,
LUrknoanudaTuiecknii pagukar,
LUrknoanudaTuyecko-anudaTUIeckuii pagvkan
UnK anudpaTUYeckUi  pagukan, a ¢ Apyrou
CTOPOHBI, HOBbIE coefiuHeHus1 hopmyrnbl (1).

ApomaTtuueckuii  pagukan npencTaBnseT
coboil, Hanpumep, MOHO- UNW GULUKNMYECKUiA
KapBOLMKNMYeCKUIA apur, KOTOpbIA ABRAETCS
HesaMelLLieHHbIM unu MOHO- unu
normnaaMeLLleHHeIM, B YacTHOCTW  AU-  Unu
TpU3aMeLLeHHbIM, Hanpumep <eHUn, HabTUun
unu andpeHurn.

[eTepoapomMaTUHECKUM paauKanoMm CIyXWT,
Hanpumep, MOHO-, OW- WU TPULMKIMYECKUA
reTepoapur, B 4YacTHOCTU 5- WUnM B-YneHHbIR
MOHOLIMKNNYECKUIA paguKan, KOTOpbI CoaepXuT
A0 YeTblpeX BKMIOUUTENBHO OAMHAKOBLIX WNU
PasnUUHbIX reTepoaToMoB, TAKWUX Kak KMcropom,
cepa M as3oT, npeanodTuTencHo 1, 2, 3 um 4
atoma a3ora, aToM KUCIopoaa Unu cepbl.

[MpremnembiMu 5-4neHHbIMK
reTepoapvnbHbIMA - pagukanaMu SBASOTCS,
Hanpumep, MOHOa3a-, avasa-, Tpuasa-,
TeTpaasa-, MOHOOKCa- W MOHOTUALMKIMYecKue
reTepoapunbHble paauvKansl, Takne KaK
NUPPOMUI, MMPa3oUN, UMUAA30NNN, TPUA3OMUN,
TeTpasonun, ypun n TUeHWUn, B TO BpeMs Kak
BO3MOXHbIMK 6-uneHHbIMK pagukanamu
ABMAIOTCH, B YacTHOCTW, MWUPUAUNOBbIE
pagvkansl.
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B apomaTuuecko-anudaTMUeckoM pagukane
apoMaTUYeCKUA OCTaTOK, Hampumep, WMeeT
3Ha4yeHWe, KOTOpOE VYKa3aHO Bble Ans
apoMaTUYECKUX paauKarnos.

B apomaTuyecko-anudaTMuyeckoMm pagukane
apoMaTUYeCKUi OCTaToK, Harnpumep, WMeeT
3Ha4yeHWe, KOTOpoOe VYKasaHo Bblle And
apoMaTUYECKUX pagukanos, Torga KaK
anudaTuueckuii pagukan npeactaBnseT coboid,
HanpuMmep, HUSWUIA  arnkusn, COOTBETCTBEHHO
(HM3W. ) ankun, (HWU3W. ) ankeHun unm (HMaLW.
)ankuuun. Npumepamu
apoMaTUyecko-anudaTUIeckoro paaukana
ABNAOTCA peHUn (HU3LW. ) ankun, beHun (HUaLW.
) ankeHun 1 deHnn (HU3LW. ) ankuHWN, a Takke
HaTUI (HU3LL. ) ankun.

B retepoapomatuyecko-anudaruyeckom
pagvkane reTepoapoMaTUHecKUi OCTaToK,
Hanpumep, UMeeT 3HaveHWe, KOTopoe YKasaHo
Bbille ANA reTepoapoMaTUYeckux pagukaros, B
TO BpemMsa Kak anudatudecknini pagukan
npepctasnset cobol, Hanpumep, (HM3W. )
ankun, (HM3W. ) ankeHun wnn  (HMsw. )
ankuHun. Mprumepom
rerepoapomMaTM4ecko-anmdaTMYeckoro paaumkana
ABNAETCA NMAPUANN (HASLL. ) anku.

[eTepoUuKNMYecKUM  paguKanoMm  CRYXWUT,
Hanpumep, 5- UM 6-4neHHbIN MOHOLUKNYECKUIA,
Ou- unu TPULMKIUYECKNIA pagvKan, KoTopblii
coaepPXUT Ao veTbipex BKMIOYMTENBHO
OOWHAKOBbIX WMM  pPasfnYHbIX reTepoaToMOB,
TaKMX  KaKk  a3oT, Kucrnopod W cepa,
npegnoYTUTEeNbHO OOWH, ABa WNK TpU aTtoma
asora, aToM cepbl UNK Kucropoaa. OAHO unu asa
GeHsonbHbIX  Konbla  MoryT  GbiTb  Takke
CKOHAEHCHpoBaHbI c COOTBETCTBYHOLLUM
reTepoLMKITMYECKAM paguKarnom.
leTepouuknu4eckMidi  pagvkan  9Toro  TWMa,
Hanpvmep, npeactaBnaeT coboli  YacTUYHO
rMAPVPOBaHHbIA 2-OkcoGeH3as3enuH, TaKoW Kak
2,3,4,5-TeTparnapo-2-okco-1H-1-6eHzasennH.

Linknoanudatuieckm pagukanom ABnaeTcs,
HanpuMmep, UWKMOankun WunM, Kpome  TOoro,
LUMKMOarnkeHWrn, KOTOpbIA B KaXgoMm chnydae
ABNAETCA HesaMelleHHbIM WM MOHO- WK
nonMsamMeLleHHbIM, HarnpuMep OusameLleHHbIM,
B YacTHOCTWM (HW3LW. ) ankurnom, kapGokcunom
UNK (HU3LU. ) anKoKCUKapOOHWUIOM.

Linknoanudgarnyecko-anmdarnieckmm
paguKanoM CIYXWUT, Harnpumep, LMKNoankun
(HWM3W. ) ankMn N, KPOMe TOro, LMUKMOANKeHW
(HW3LW. ) ankun.

Anndpatnuecknin  paguvkan npegcTaBnaeT
coboili, Hanpumep, (HW3W. ) ankun, (HU3LW. )
anKeHWN UNKU Takxke (HUSLWW. ) anKuHWA, KoTopble
ABNATCA He3aMeLLUEHHbIMA WM B KaXXgoM
cnyyYae  MOHO-  wUnu nornusamMeLLeHHbIMK,
HanpuMep  Au3aMelleHHbIMW, B  YacTHOCTU

ranoreHoMm, cBobogHbLIM nnm
3TEpPUPULMPOBAHHLIM UM aMWANPOBAaHHBLIM
KapBoKcHUIIoM, TakuMm Kak (HW3LW. )

ankokcukapBoHWUN, kapbamMoun UK MOHO- UMK AU
(HW3LW. ) anknNMpoBaHHbIA kapBamoun,
MMAPOKCUIMOM, KOTOPbLIA Takke MOXeT ObITb
aTeprcbrympoBaH S(0)-R° nnm
yrreBoaopoAHbIM paavKanoM, Takum Kak (HM3LW. )
ankun, (HM3W. ) ankeHun wnm  (HMsw. )
arkWHWAm, KOTOPLIA B CBOKO ovepenb MoXeT BbiTb
He3aMelUeHHbIM WNY 3aMelLeHHBIM, Hanpumep,
ranoreHoM WM MMOPOKCKMIIOM, MpuvdeM m
oBosHauaeT 0,1 wm 2, a RY9 oBosHauaeT
anudatuiecknin pagukan. 3TeprcbULMpOBaHHbIRA
MMAPOKCKN MNpefAcTaBnseT cobol, B YaCcTHOCTH,
(HM3LL. ) arkoKcK- nnm (HWM3LL. )
ankeHUNOKCUrpynny, a Takke peHun (HW3LW. )
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ankoKcu- Unn eHoKCUrpynny.

ApomaTtuyeckne U reTepoapoMaTUUecKMe
pagvkanel MoryT 6biTb HesaMeLLeHHbIMK UMK
MOHO- UMK Monu3aMeLlieHHbIMU, HanpuMep, Au-
unm TpusameLLeHHbIMU, B YacTHOCTU
3aMeCcTUTENAMKM, BbIOPaHHBIMM W3 raroreHoBs,
rMapoKkcumna, KoTopblii  MoxeT ObiTb  Takke
aTepudmUmMpoBaH Ao npocToro acupa,
S(O) m-RO yrneBoAOPOAHOro pafukana, KoTopbli

B CBOIO ouepefb MOXeT ObiTb HesaMelleHHbIM
WINA 3aMellieHHbIM, Harnpumep, rarioreHoMm WM
rMOPOKCHIOM, NprudeM m obosHavaeT 0,1 unu 2,
a R® o6osHavaeT anndaTuueckuii pagukarn.

Ecnu He ykasaHO WHoe, obLiMe MOHATUS,
UCMOSb30BaHHbIe Bbille U B AalbHellleM, UMetoT
crneaylolme 3HaueHus.

TepMmuH  "(HMsw. )"  o3Ha4yaeT, uTO
COOTBETCTBYIOLLME TPYNMbl U COSAUHEHUS B
KaXXOOM Cryyae copepxaT, B YaCTHOCTM, Ao 7
aToMOB yrnepoaa BKIIOUYNTENEHO,
npegnoytutTensHo Ao 4 aToMoB  yrnepopa
BKITIOYATENBHO.

Hadptvn npegcraenset coboi  1- WM
2-HadpTnn.

OudbeHnnunom aensetca 2-, 3- AN Npexae
Bcero 4-audeHunnn.

Mupponunom cnyxuT, Hampumep, 2- WU
3-nupponun. Mupasonun npeacTtaesnseT coboii 3-
unn 4-nupazonun. Mmmpgasonun npeacraBnseT
coboir 2- wmnn 4-ummpgazonun. Tpuasonumiom
ABnseTcd, Hanpumep, 1H-1,2,4-Tpuason-2-un
unn 1,3,4-1prnason-2-un. TeTpasonuiom CriyxuT,
Hanpuvep, 1,2,3,4-TeTpason-5-un, dypurnom
asnsgeTca 2- wum 3-oypyun, a  TMeHWn
npeactaBnaeT coboil 2- unm 3-TveHUn, Torda
KaKk MUMPUAMIOM MOXeT CnyXuTb 2-, 3- unm
4-nupugun.

(Husw. ) ankanamn ABNATCS, B
vactHocT  C4-Crankunbl, Hanpumep MeTun,
aTun, H-Nponus, n3onponun, H-ByTuUn,
n3obyTun, BTOP-OyTWN, TPeT-ByTun, WU K HAM
OTHOCATCA  farnee  COOTBETCTBYHOLLME
MeHTUMbHbIE, FEKCUNbHbBIE W TenTUMbHbIE
pagukanel. MNMpegnoytutensbHebl Ci-Ciankuebl.

(Huaw. ) ankeHunbl npeacTtaBnsioT cobol, B
YaCTHOCTH, C3-CrankeHunsbl, Hanpumep
2-nponenwn, 1-, 2- " 3-6yTeHnnbl.
MpegnoutnTeneHel C3-CsankeHumbl.

(HwnaLw. ) ankMHunamm cnyxar, B
vacTHocTH, Cs-CrankvHumbl, a npegnoqTuTeneH
nponaprun.

®eHnn (HASW. ) ankunamid sBnalTCs, B
yacTHocTU, eHUNC4-Ciankunel,
npegnoyYTUTEensHO BeHaun, 1- 1 2-peHeTunbl, B
TO BpeMs KaK OeHWUN (HUSLW. ) ankeHUn U gpeHun
(HWaW. ) ankMHUn npeacTaBnsaloT coboil, B
yacTHocTH, heHUNC3-CsankeHnnbl U -ankUHUNLI,
Hanpumep 3-deHnnannun n 3-peHunnponaprus.

Hadptvn (HMsW. ) ankvnamu AsnsioTcA, B
yacTtHocTH, HadhTMNC,-Chanknnel, Hanpumep 1-,
2-HaTUNMETWS, -3TUN, -H-MPONMI UK -H-ByTun.

Mpuann (HA3LW. ) ankKunaMmi ABMSAIOTCA, B
4acTHOCTH, MMpUannC4-Ciankmnel, Hanpuvep 2-,
3-, 4-nupnannmeTun, -3TWM, -H-MPOMWI  WIK
-H-OyTuIN.

LiknoankunaMmn sBNsOTCA, Hanpumep,

C 3'Csuvn<noan|<|/|nb|, koTopble MOryT 6blTb
HesaMelLeHHbIMW UM 3aMeLLeHHbIMA, Hanpumep
(HM3LWL. ) anKMioM, U OHW NpeacTaBnsAlT coboil,
B Y4aCTHOCTW,  LWKMOMNPOMWUA,  UuknoByTtun,
UMKMOMEHTU, UMKMOreKcMil ¥ LMKIorenTun.
MpeanoJTUTEenbHbl LMKIONEHTUN U LIMKIOTEeKGUr.

LiMknoankeHnnamn cnyxart, B YacTHOCTH,
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c 3-CyuMKNoankeHunel, a  npeanoYTUTENBHO
LIMKITONEHT-2-eHWN, LMKINONEHT-3-eHu,
LIMKITOreKC-2-eHUM N LUKINOreKG-3-eHUT.
Linknoankun (HU3LW. ) ankunbl NpeacTaBnsaioT
cobGoiA, B YacTHOCTH,

C 3-CoumknoankunCs-Caz niiny,. KOTOPBIMM,

Hanpumep, SBMSIOTCA  UMKMIONEHTUN- ©
LUMKMOreKCMnNMeTUbl UK -3TUSbl, Toraa Kak
LMKnoankun (HWaLW. ) ankeHunbl NpeacTaBnstoT
coboid, B YacTHOCTH,

c 3'C8””Knoa"K””C3'C4anKeHwnbl, KOTOPbIMMU,

HanpuMmep, ABMAIOTCA  LWKMNONEHTWM-,
LMKMOreKGUIMPON-2-eHNIT U LWKIN0-2-0yTeHun.

(Hnaw. ) ankokcurpynnamui chyxat, B
YacTHocT, C4-Cankokeurpynnel,  KOTOpPbIMU
ABNAIOTCS, HanpuMep, METOKCU-, 3TOKCU-,
H-MPOMMMOKCKU-, WN30MPOMMIOKCK-, H-BYTUIOKCK-,
N300y TUNOKCU-, BTOPBY TUNOKGH-,
TpeT-6yTUNOKCMIpynnbl, U K HUM OTHOCATCH
Janee COOTBETCTBYIOLLMNE NEeHTUMOKGK -,
reKCUIIOKCH u renTUIoKCUrpynmbl.
MpeanoutnTeneHbl C1-Chankokcurpynmbl.

(HW3w. ) ankeHWnoKcurpynnamm crnyxat, B
yacTHocTU, Ciz-C7anKeHWNOoKCHrpynnbl, KoTopble
npencTaBnaioT coboi, Hanpumep, anmmMnokcu-,
OyT-2-eHuUnokcn- U ByT-3-eHUNOKCUIpynny.
MpeanoutnTenbHbl Cz-CsankeHUNOKCUrpynnbl.

DeHnn (HN3LW. ) ankoKCUrpynnamun ABNsITCSA,
B yacTHocTW,  peHunC4-Cy-ankoKkcmrpynmol,
Takne KaK GeHaunnokeu-, 1- unu
2-chbeHNNaTOKCK-,  3-PEHWUNMPONUMOKCK- UMK
4-cbeHunbyToKcurpynna.

(Hnaw. ) ankokcMkapGoHWIbI NpeacTaBnsaoT
coboll, B 4acTHOCTH, Co-CgarnkokcrkapGoHWbl,
KOTOPbIMW ABMAIOTCA, Hanpumep, MeTOKCH-,
3TOKCU-, NpOMUIIOKCU- ]
NMBarioNIIoKCMKapBoHUmbI. MpeanouTUTensHb

c 2-CrankokcukapGoHW kI,

lanoreHamu cnyxat, B 4acTHOCTU, TOpP,
XJ10p, 6POM 1 K HUM OTHOCUTCS TakoKe Wop,.

B sasBke Ha naTeHT HAnoHun 56-127363
onvcaH BO3MOXHbIiA cnocob cHHTe3a
1-3ameLLeHHOro
1H-1,2,3-Tprason-4-kapboHmnTpuna. Takum
obpa3om, npouecc MonyYyeHUsi TpUasonoB 3TOro
TMnNa  npoTekaet B COOTBETCTBMMN co
OBYXCTagWnHON CXeMol peakumin 1 (CM. B KOHLe
onucaHns).

B atom cnydae R' mMoxeT Takxe, NOMUMO
npodero, cGosHavaTe UMaHorpynny, a X MOoXeT
obosHauaTb ranoreH, Takol kak Xyop unu Gpom.
OpgHako B KadyecTBe TMPUMEpPOB MpuBedeHbl
TONMbKO peakunn ¢ ydactnem Gpomcodepxalinx
nponssogHelx dopmynbl  (2). [NpakTvyeckne
peakunn, ocyLLecTBleHUe KOTOPbIX NMPUBOAUT K
nony4erno coeaunHeHnin (3) 1 (4), B kotopbix R’
obosHauvaeT LuaHorpynny, BCEro 7T
HesHa4MTeNbHO NMPOUNIIIOCTPUPOBaHbl B pabounx
npuMepax.

Cniocoby, onucaHHomy B JP 56-127363,
CBOWNCTBEHHbI cneaytowme HepgocTaTkn. C ogHon
CTOPOHbI, O4eBMAHO, 4YTO 3TOT crnocob cregyeT
OCYLLeCTBNATL B ABE CaMOCTOATENbHbIE CTaamK,
Ha KOTOPbIX TMOJNlyYeHMe COOTBETCTBYHOLLUX
anrgpoTpurasonos (3) conpsikeHo c saTpaTamu
UCKIMIOYUTENBHO BOIBLLOrO KONMMYecTBa BpeMeHH,
npuuem, KpoMe Toro, nepen TeM Kak 3Tu
NPOMEXYTOUHbIE NpoayKTbl BBOOWUTL B
AanbHeMLWYo peaKuyuio Ha BTOPOW cTaguu, WX
BHauane HeobxoAUMO BbIAENUTh. Tak, Hanpumep,
OMnMcaHbl  COOTBETCTBYIOLLME  peakuun, 13
KOTOPbIX Te, KOTOpble MPOBOAAT Ha NepBOM
CTafuu, 3aBepLUaloTCs Mo NPOLLECTBUN TOMbKO OT
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4 pgHelh o 3 Hepenb, MNocne Yero MOXHO
ocyLecTBNATL BTOpYyto cTaguto. OcylyecTeneHue
aToro crnocoba COMpPAXEHO CO  CIULLKOM
GonblWUMKY  3aTPyAHEHUAMKU  TEXHOMOrMYeCcKoro
rnopsgka, a npouecc MnoslyYeHWs OKasblBaeTcd
CIOXHbIM.

B oTnuuve oT 9aTOro npegnaraembii B
COOTBETCTBUM C U306peTeHneM cnocob obnagaet
ABHbIM  NpeumyLlecTBoM. Tak, npouecc
nonyyeHus coeanHeHuin opmynel () nposBoaar B
OoOHY CTaguio U B OOHOM PeaKUUOHHOM cocyfe
6e3 HeobXxoOMMOCTU BbIASMATL MPOMEXYTOUHbIE
npoaykTel. bonee Toro, npwW oOcCyLLECTBNEHUU
peakuun, npegnaraeMo B COOTBETCTBUU C
n3obpeTeHneM, OOCTUraeTcsl BbICOKUA BbIXOL,
npoayKTa no UCTeYeHnn NPUBIU3UTENBHO 24 .

Crioco6 B COOTBETCTBUMU C U30OpeTeHUeM
XapaKTepusyeTcs ypaBHEHUEM peakLMKn No CXeme
2 (CM. B KOHUE onuncaHus).

OObekToM un300peTeHMs sABnsieTcs, B
YacTHoCTM, cnoco® MNonyyYeHUss CcoeaVHeHWIA
dopmynbl (1), B KoTopoit R4 oBoaHavaeT doeHUn,
HacpTun, AndeHUNWUN, NUPPONUN, nNUpasonun,
UMUAA30nUn, TPUasonun, TeTpasonun, dypun,
TASHWUAN, MMpUaNUn, beHUn (HU3LW. ) ankun, deHun
(HM3W. ) ankeHun, deHUn (HU3LW. ) ankuHWUn,
HacpTMn (HWsW. ) ankun, nupuaun (HUsW. )
ankun, YaCTUYHO rMapupoBaHHbIi
2-okcobeHs3asenuH, LUKMoarnkvm, LWKNoanKkeHus,
LMKNoankun (HU3sLW. ) ankun UM LUKNoankeHun
(HM3W. ) ankun, a Tawke (HU3W. ) ankun,
(HM3W. ) ankeHun wunu (HASW. ) ankuHWn,
KoTopble HBRSAOTCA He3aMeLLeHHbIMU WK B
KaXOoOM cryyae MOHO-UMU nonnsamelleHHbIMU
3aMecTUTenaAMM, BbIOPaHHBIMKM U3  TPYMnbI,
BKMOYaroLeld ranoreH, kapbokcun, (HuWsW. )
ankokcukapboHun, kapbamour, MOHO- WK
AnanknnnupoBaHHbIA (HW3LW. ) ankunom
kapbamowun, rvgpokcun, (HA3LW. )  arnkokcu-,
(HM3W. ) anKkeHWnokcu-, eHnn (HMsw. )
arkoKkcu- 7] doeHoKCUrpynny, npuyem
apomartuyeckne [ reTepoapomaTiyeckue
pagvkanel MoryT ©biTb He3aMelLleHHbIMKM UIK
MOHO- UI NONN3aMELLEeHHbIMU 3aMecTUTENAMN,
BbIOpaHHBbIMK 13 FPyMMbl, BKMIOYaloLen ranorex,
(HM3W. ) ankokcu-, (HU3LW. ) anKeHWNOKCK-,
hbeHnn (HM3W. ) ankoKkcu-, eHOoKCUrpynny W

S(0) m-RO, npuyem m obosHauvaeT 0,1 wnmn 2,

a RO oBosnavaet (HM3W. ) ankwn, (HWM3W. )
ankeHWn wWnM  (HA3W. ) ankvHWn, KoTopble
FABNAIOTCH He3aMelUeHHBIMW WU B KaXkaoMm
cnyvae MOHO- WK nonuaamMeLLeHHbIMK
3aMecTMTensaMK, BblBpaHHbIMA M3 TPynMbl,
BKMOYaloLWeh ranoreH, rvapokeun, (HWsw. )
ankokcu-, (HWsLW. ) anKeHWNoKcK-, heHun
(HM3LW. ) ankoKkcK-, <beHoKcUrpynny, KapGokcun
W (HW3LL. ) ankoKCMKapOOHKN.

B na3obpeTeHun npepnaraeTcs, B YaCTHOCTH,
crnoco6 nonyyeHus coeauHeHnid cdpopmynsl (1), B
KoTopol R4 oGosHavaeT doeHnn (HU3LW. ) ankun,
beHnn  (HM3W. ) ankeHun, deHnn (HA3W. )
ankuHUM, HadpTMn (HA3W. ) ankumn, nMpuaun
(HM3W. ) ankun, 4YacTM4YHO TMAPUPOBaHHbLIA
2-oKkcoBeH3a3ennH, LUKIoankun (HAsLW. ) ankun,
uMKnoankeHun (HWsW. ) ankun wnM (HMswWw. )
arnkurn, KoTopbld 3amelleH KapGOoKCUMNoM Knu
(HW3LL. ) arnkokckapBoHUIOM, npudem
apomMaTnyeckne " reTepoapoMaTUyeckue
pagvkanbl MoryT ©biTb He3aMeLLeHHbIMW WK
MOHO- WITK MOSNIM3aMELLEHHBIMY 3aMeCTUTEeNAMM,
BblOpaHHbIMW 13 FPYMMbl, BKMOYalOLWeR ranoreH,
(HM3Ww. ) ankun, (HW3W. ) ankeHWn, (HWaW. )
anknHun,  (HMaW. )  ankokcu-,  (HM3W. )
ankeHUnokcu-, d¢eHnn  (HM3LW. )  ankoKcu-,
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doeHokeurpynny 1 S(O)m-R%, roe R® o6osHauaeT
(HWM3W. ) ankun, (HKU3W. ) ankeHun vunm (HKM3LW.
) ankuHWm, a m obosHavaet 0, 1 unm 2.

B n3obpeTeHnn npepnaraeTcs, B YacTHOCTK,
cnocob nonyyeHnst coegmHeHui chopmynbl (1), B
KOTOpON R4 oBosHaqaeT
2,3,4,5-TeTparunpo-1H-2-okcobeHsasennH-1-un
UK (HA3LW. ) ankun, KOTopblid 3amelleH (HU3LU. )
arnkoKckapboHUIIOM.

B n3o6peTeHnn npegnaraeTcs, B YaCTHOCTH,
cnoco® nosnyyeHUs coepguHeHuid coopmynel (1), B
kotopoit R4 oBosHaqaeT deHnnC4-Crankun,
3aMeLlUeHHbIA  (HW3LW. ) arikUioMm, ranoreHoMm
wunn TpupTOPMETUIIOM.

B n3obpeTeHnn npegnaraeTcd, B YaCTHOCTH,
crnoco® nonyyeHnss coeguHeHuit choopmynsl (1), B
koTopot R, oBosHauaeT GeHaus, 3aMeLleHHbI
(HW3LW. ) ankunom, ranoreHoM  W/vnu
TPUDTOPMSTUNOM.

B n3obpeTeHnn npepnaraeTcs, B YaCTHOCTH,
cnocob nonyyeHUss coeguHeHut chopMynsl (1), B
koTopoh Ry  obosHauvaeT  2-¢pTopbeHaUn,
2-xnop-6-cptopbeHsnn unn 2,6-aupTopOeHsun.

Boree  koHkpeTHo B n3oBpeTeHus
npegnaraeTca crocob nonyyeHus
4-unaHo-1-(2,6-andtopdeHsnn)-1H-1,2,3-Tpnaso
na.

KoHkpeTHo B M300peTeHUM npepnaraetcs
cnocob nonyyeHns N-sameLleHHbIX
4-umaHo-1H-1,2,3-TpnasonoBbiX CoeanHEHWURA,
yKasaHHbIX B pabounx npumepax.

MNpeaonaraemass B  cooTBeTCTBMA  C
nsobpeTeHneM cxema MPOBEAESHWUS peaKkuun
npegycMaTpuBaeT B3avmMmogencTeune asunga (la) c
2-xnopakpunonutpunom (Ilb) ¢ nonydeHvem
coeguHeHua cpopmynbl (1) B AOByxdasHoi
cucTeme. DTa AByxdhasHasd cuctema BKNOYaeT
opraHuyeckyto gasy u sofy. OpraHuyeckas dasa
COCTOUT, MO CYLUECTBY, U3 UCXOAHBLIX MaTepuanos
dopmynbl (l1a) n (Ib), npu HeobxogumocTn B
cpefie OpraHU4YecKoro pacTBOpUTEns UMK
pasbasntens. O6pasylouiics Bo BpeMsA
B3aUMoOOecTBUSA Xnopua Boaopoda nroxo
pacTBopsieTcs B 9TOW dhase.

MprieMreMbIMU OpraHU4ecKUMU
pacTBOPUTENSAMA UNU pasbaBUTENsSIMU ABMAIOTCH,
HanpuMmep, anpoTOHHble  pacTBopuTenu, B
YacTHOCTU CcrnaboOCHOBHBIE aMuAbl, Takue Kak
ammeTtundopmamui, anudarnieckme,
apanudaTuyeckne u apoMaTnyecKkne
yrnesoAopodbl, nNpocTele adupbl, Hanpumep
C 6-CpankaHbl, (HWU3W. ) ankunbeHsonbl, Takue
KaK Kcumon W Tonyon, npocTble Au(HU3LW. )
ankvnoBble acupbl, TakMe kak AWBYyTUMOBBLINA
achnp, aHU30r, U NPOcTble LMKNMYeckne acupbl,
TaKNe Kak ANOKCaH.

Xnopup Bopjopoda [OMKeH ObITb  nerko
pacTBOPUMbIM, a UCXoAHble MaTepuarnsl MMoxo
pacTBOPUMbIMU B Bofe.

[ByxdhasHylo cuctemy roToBAT rMaBHLIM
o6pa3oM U3 opraHUYeckoi dhasbl, BKMOUaOLLEl
ucxofHble matepwansl (la) u (Ib), n Bogbl.

HaHHble, npefacTaBneHHble B Tabnuue 2
patoumnx npumMepos, NoKasbIBaIOT, yTo
Haunyywux pesynbTatoB fobusatoTca B
ABYXdhasHOW cuUcTeMe, BKIroYarolle, ¢ opHoi
CTOpPOHBI, UCXOAHblE MaTepuanbl, a ¢ Apyroi
CTOPOHbI, BOAY.

2-XNopakpUnoHMTpun cnocobeH
nonUMepu3oBaTbCH Kak B  KUCHLIX, TaK W
OCHOBHbLIX  YCINOBUSIX. B pesyneTate
B3aMmMogencTems asvmaa copmynel (la) ¢
2-XNopaKpUNoOHNTPUNOM BbIASNASTCA XIOpUA,
BoAopoaa, TO ecTb obpasyeTcsa
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CUNBLHOKUCNOTHas cpeda, KoTopas cnocobeTByeT
Takon  nonuMepusayun. To  xe  camoe
nponcxoauT, Korga [o6aBnAT OpraHUYecKUit
pacTBopUTenb, T. €. MPU HANUYUKU TONBLKO OOHOWM
KNOKoA pasbl. Kpome Toro, aTy peakuyuio
3amennAoT pasbaBrneHWeM, C UCMONbL3oBaHNEM
AOMOMHUTENBHOTO  KONMMYeCcTBa  OpraHU4ecKoro
pacTtBopuTensd. 3TUX HeOoCTATKOB  MOXHO
usbexars, ecnun BMecCTO onHodasHoM
OpraHUYeCcKol CUCTEMbI MPUMEHATL ABYX(asHYHO
CUCTEMY. Asng chopmynbl (1a) o
2-XTIOPaKPUNOHUTPUIIOM obpasyeT ofHyY
KOHLEHTPUpOBaHHyto hasy, Toraa Kak BTOPOW
hasoii CrnyxuT rnaBHbIM obpasom Boga. B xone
npoTeKaHWs peakuun obpasyloLlmiics xnopug
BOAOPOAa HernpepbIBHO 3KCTParupyeTcs BOOHON
dasoil, uTo, TakMM 06pa3oM, YMeHblUaeT
OMNacHOCTb NonuMepUsaLun
2-XTOpaKpUnoHUTpUna. Bonee Toro, B
AByxasHoli cucTemMe JoCTUraeTcsl MakCUMarsHO
BO3MOXHasi CKOPOCTb peaKLWu.

KonuuecTtBo BoAk!l AOMKHO ObITb MO MEHbLUEN
Mepe COM3MEpPUMbIM C TeM, B KOTOPOM
obecneynBaeTCcs BO3MOXHOCTb PacTBOPEHUSA B
BOAOHOM dase xnopuga BOAOPOAA,
BblAensoLLerocs B pesynbTare B3aumMoaeicTBus.

B npegnoytMTensHoM BapuaHTe Ha MoOIb
coegnHeHnsa dopmMynbl (la) MCNoOnb3ylT OT
npumepHo 1 OO0  npuMepHO 2 Mornen,
npenmyLlecTBeHHo npubnuautencsHo 1,5 mons
2-XNopaKpUnoHUTpUna (Ib). Pesynbtathl,
npeactaeneHHble B Tabrvue 1 pabounx
NnprYMepeoB, MOKasbIBalOT, YTO AN AOCTUXEHWA
onTMMAarnbHOrO BbIXod4a NpodyKTa [AOCTaTOYHO
NprennanTensHo 1,5 MOJT. 3KB.
2-xnopakpunoHuTtpuna. Tak, Hanpumep, npu
nomyyYeHun 4-umaHo-2,6-andTopbeHsun-
1H-1,2,3-TpMasona npy  NPOACIKUTENBLHOCTH
peakumMn npubnuanTtensHo 24 4 pocTuraeTcA
ueneeoi Bbixoa, npesblwaownii 90% ot
TeopeTUYeCcKoro.

B COOTBETCTBUN c naobpeTeHnem
B3aumopeicTBue npoBodAT, Hanpumep, B
TemnepaTypHOM AunanascHe oT npumepHo 20 go
nprimepHo 85°C, B YacTHOCTU OT mpuMepHo 60
Ao npumepHo 85°C, npeuMyLleCTBEHHO OT
npyMmepHo 75 o npumepHo 85°C.

Kpome TOro, B u3obpeTeHnn npeanaraeTca
HoBoe coefnHeHWe dcpopMynel (I), a WUMeHHo
4-unaHo-1-(2,6-aucTopdeHsun)-1H-1,2,3-tpuaso
n.

Jdanee B wu30obpeTeHUM nNpegnaraeTcs
npUMeHeHWe coefguHeHUd copmynsel (1) mpu
nonyyeHnn dpapmaLeBTUYECKU AeACTBYOLEero
KOMMOHEHTa, Harnpumep, KOHEYHLIX MPOAYKTOB B
cootBeTcTBUM ¢ EP 114347 n EP 199262
KoHeuHble MpoAoykTel B COOTBETCTBUM C
cdopmynammn  n3obpeTeHUss  obeux  ITUX
ONyBNMKOBaHHBLIX 3asBOK Ha MaTeHTbl BKIOYEHbI
B HacToslllee OMUcaHWe B KaueCTBe CChbIMOK.
CooTBeTcTBYylOLlEE  MNOMydYeHWe  CoeAMHEHWN
3TOr0 TUMA C MWCMOMb3OBaHWeM B KauecTBe
MCXCAHbIX MPOAYKTOB coeAuHeHnin doopmynbl (1)
NpoBOAAT, HaNpUMep, MO M3BECTHOMY MeToay.
Hanpumep, Takum oBpasoMm nyTem rugponvsa
HUTpUnbl cdopmynel (1) MOXHO nNpeBpaljaTb B
COOTBETCTBYOLLMNE kapbokcamnpl u
AarnbHelllnM rMaponn3oM 3TW nocnegHue MOXHO
npeepawate B COOTBETCTBYHOLIME KapOOHOBbIE
KMCNOTHI.

OBbekToM M306peTeHNa ABNSAETCS MMaBHbIM
obpa3oM npumMeHeHve
4-unaHo-1-(2,6-aucptopbeHsun)-1H-1,2,3-Tpuaso
na npuv nonyJeHuu dapmaLeBTNYECKM
AEHCTBYIOLLEro KOMIMOHEHTa, npexae Bcero npu
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nony4yeHn1
1-(2,6-gupTopbeHsun)-1H-1,2,3-tTpuason-4-kapo

okcaMuga MMM ero  chapMaLeBTUYECcKU
npuemMremMoi conu.
Huxe HacTosLiee usobpeTeHUe

NPOVUNIIOCTPUPOBAHO Ha MpUMepax, KoTophble,
0[HaKO, He OrpaHUUMBaIOT ero ooLeM.

Mpumep 1:
4-unaHo-1-(2,8-andpropbeHsnn)-1H-1,2,3-Tpnaso
n

Cwmecb 34,2 1 2,6-gudpTopbeHsunasmnaa, 17,73
r 2-xnopakpunoHuTpuna m 125 mn Bogbl npu
npuénuanTensHo  80°C  nepemelunBaloT B
TeueHne 24 4. [loBbllEHWEM  HapyXHOR
TeMnepaTypbl 4o npumepHo 130°C oTroHstoT
n3bbITok 2-xnopakpunoHntpuna. [onyTeepayto
CMecb OXfaxgawT Oo npumepHo 40°C u
cycneHsuio obpabaTbiBatoT S0 M LMKIOrekcaHa,
TemnepaTypy 4oBoaAT Ao npumepHo 20 °C
nepemMeLLnBaloT B TeUeHUe npubnuantensHo 2 u.
dunbTpoBaHMEM BblASNAOT npoayKT,
npoMbIBatOT 75 Mn yuknorekcaHa, a 3atem 50 mn
BoAbl. BrnaxHeli npogykT cmewwmatot co 100 mn
BOAbl,  CYyCMeH3no  pUnbTPYOT,  NpoAyKT
npomeiBatoT 50 MN BoAbl M CyLUAT B BaKyyme Mnpu
npumepHo 60°C. Boixop: 38,04 1 (86%).

Mpumep 2:
4-unaHo-1-(2,6-gudptopbeHsnn)-1H-1,2,3-Tpnaso
n

Cwmechb 34,2 1 2,6-gudpTopbeHaunasnga, 17,73
r 2-xnopakpunoHuTpuna n 125 mn sogbl npu
npuénuanTencHo  80°C  nepemewwBatoT B
TeueHne 48 4. [loBblleHWMEM  HapyXHOR
TemnepaTypbl Ao npumepHo 130°C oTroHsitoT
nabbiTok 2-xnopakpunonntpuna. lMonyTeepayto
CMecb OXfaxgawT Oo npumepHo 40°C u
cycneHsunto obpabaTbiBaloT 50 M LIMKIOrekcaHa,
TeMrepaTypy 4OBOAAT Ao npumepHo 20 °C
nepemMeLLnBaloT B TeUeHUe npubnuantensHo 2 u.
dunbTpoBaHMEM BblAENAT NpoayKT,
npoMbIBatoT 75 MN LMKNorekcaHa, a 3aTeM BoAoW
¥ cywaT B Bakyyme rpu npumepHo 60°C. Bbixop;
40,91 1 (93%).

Mpumep 3:
4-unaHo-1-(2,6-gudptopbeHsnn)-1H-1.2.3-tpnaso
n

Cwmecb 34,2 r 2,6-gudpTopbeHannasuga, 26,6
r 2-xnopakpunoHuTpuna n 125 mn sogbl npu
npuénuamTencHo  70°C  nepemewwvBatoT B
TeueHne 24 4. [loBblUEHNMEM  HapyXHOM
TemnepaTypbl Ao npumMepHo 130°C OTroHsioT
n3bbITOK 2-X1opaKpuUnoHnTpuna. Cmechb
oxNlaxgaloT Ao npuMepHo 95°C U npogykT
KPUCTaNnU3yoT C BHECEHWeM  3aTPaBOUHbIX
kpucTannos. lMocne oxnaxaeHWa OO NpUMEPHO
40°C cycneHavto obpabaTtobiBaror 50  Mn
UMKNorekcaHa, TemnepaTypy [OBoOAAT OO
npvmMepHo  20°C,  npogykT  BbigensioT
PUNbTPOBaHMEM, npoMbIBatoT 75 M
LUMKIorekcaHa, a 3aTeM BodoW M cywaT B
BaKyyMe npu mpvmMepHo 60°C. Bbixoa: 36,38 r
(82,6%).

Mpymep 4:
4-umaHo-1-(2,6-andTopbensnn)-1H-1,2,3-Tpraso
n

Cwmecb 34,2 r 2,6-gudpTopbeHsmnasuaa, 26,6
r 2-xnopakpunoHuTtpuna m 125 mn Bogbl npu
npubnuantensHo 80°C  nepemelunBarOT B
TedeHne 24 4. T[loBbllUEHWEM  HapYXXHOW
TeMnepaTypsl Ao npumepHo 130°C oTroHsioT
n3bbLITOK 2-XIopaKpUNoHNTpUna. Cmechb
oxnaxgatoT 4o npumepHo 95°C W npogykT
KPUCTaNnU3ylT C BHECEHWeM  3aTPaBOYHbIX
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KpuctannoB. Mocne oxnaxaeHWs 0o MPUMEpPHO
40°C cycneHsuo  obpaBatbiBator 50 mMn
LUMKMorekcaHa, TemnepaTypy AoBogdaAT Jdo
nprmepHo 20°C 1M nepemeLlrBaloT B TedeHue
npuénuantensHo 2 J. [pogykT BblAensoT
cmneTpoBaHMeM, NpPOMbIBaKOT 75 M
LUMKMorekcaHa, a 3aTeM BOAOW W cywaT B
BakyyMe npu npumepHo 60°C. Bbixog: 43,13 r
(98%).

Mprmep 5:
4-unaHo-1-(2,6-aucptopbeHsun)-1H-1,2,3-Tpuaso
n

Cwmech 6,75 1 2,6-ancbTopbeHsunasnga, 7,0 r
2-xnopakpunoHuTtpuna wn 20 mn  Bogbl Npu
npubnuantensHo  80°C  nepemelwuBadT B
TevyeHne 12 4. [loBbllleHWEeM  HapyXHOM
TemnepaTypbl go npumepHo 120°C oTroHsioT
n36bITOK 2-XTopaKpUoHUTpUna. Cmecb
oxnaxgatoT ao NPYMeEpPHO 20°C,
KPUCTaNnnM30BaHHbI  MPOAYyKT  BblASNAOT
UNbTPOBaHNEM 1 NPOMbIBaOT BOAOW. BnaxHbli
NPOAYKT cyluaT B Bakyyme Mpu npumepHo 60°C.
Bbixog: 8,17 r (93%). Ona ounctkm 8,17 r
aToro npogykta npu 80°C pacteopstoT B 40 Mn
Tonyona, obpabatbiBatoT 0,24 r oTBenvBatoLlel
3eMnM M cmecb UNBTPYIOT B ropsdem
COCTOSIHUK.  PUnbTpaT  KOHUEHTPUPYHT OO0
ocTaTtoyHoro obvema npubnuantensHo 20 Mn 1
06pa3oBaBLLYIOCS TYCTYHO CYCNEeH3uo KpUCTannoB
nepemMellusatoT npu 0°C B TeuyeHue 1 4. Mocne
pUNbTPOBAHWA, MPOMBIBKUA TOMYONOM W CYLLKA
nonyyateT 7,72 r Genmoro npogykta ¢

tnn 115,5-116,5°C.

Mprmep 6:
4-unaHo-1-(2,6-audcptopbersun)-1H-1,2,3-Tpuaso
n

Cwmech 34,2 r 2,6-gucpTopbeHsnnasmaa, 35,46
r 2-xnopakpuioHuTpuna 1M 125 mn Bogbl npwu
npubnuantensHo  80°C  nepemelluBadT B
TevyeHne 24 4. [loBbllueHWEM  HapyXHOM
Temnepatypsl go npumepHo 130°C oTroHsoT
n36bITOK 2-XTopaKpUoHUTpUna. Cmecb
oxnaxaatoT Ao npumepHo 40°C © cycneHsuio
obpabatbiBatoT 50 MI LMKIoreKkcaHa,
TemnepaTypy AoBoAsT A0 MpumepHo 20 °C wu
nepemMelLMBaIOT B TeueHWe NpubnmanTensHo 2 4.
dunbTpoBaHKEM BblAeNAT NpoaYyKT,
NMPOMbIBatOT 75 M LMKNorekcaHa, a 3atem 50 mn
Boabl. BnaxHbiin npoaykT cmelumsatoT co 100 mn
BOAbl, CycrneH3ulo  UNbTPYOT,  NPOOYKT
npombiBaroT S0 M1 BoAbl U CyLLaT B BaKyymMe npu
nprmepHo 80°C. Bbixopn: 42,87 1 (97%).

Mpumep 7:
4-unaHo-1-(2,6-audcptopbeHsun)-1H-1,2,3-Tpuaso
n

Cwmecb 34,2 1 2,6-gudpTopbeHsnnasmaa n 26,6
r 2-XJ0pakpuoHUTpUnia npu npubnuanTensHo

80 °C nepemelumBaoT B TeueHue 24 u,
HoBaBnsaoT B cmeck 125 mMn H-rentaHa WU
MoBbILLEHWEM  HapyXHOM  TemnepaTypbl Ao
NMPYMEpPHO 130°C OTrOHAT
HemnpopearnpoBaBsLUMe  2-XJIOPaKpWUOHUTPUIT Y
2,6-ondpTopCeHannasna, a Takke H-rentaH (50
Mn  guctunnata). Cwmeck  oxnawgarT [o
nprvmMepHo 20°C U cycrneHsuilo MepemMeLlnBaroT
npu npumMepHo 20°C B TeyeHWe NpubnusnTensHoO
1 4. [lMpoayKkT BblgenaAwT GUILTPOBaHUEM U
npomMbiBatoT 100 Mn H-renTaHa. 3TOT MPOAYKT
cywat B Bakyyme npv npumepHo 60°C. Bbixog;
31,55 1 (71,6%, B BMOE BEXEBOro NOPOLLKA).
Mpumep 8:

4-unaHo-1-(2,6-aucTopdbeHsun)-1H-1,2,3-tpuaso
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n

Cwmecb 34,2 r 2,6-gpudpTopbeHsnnasuaa, 26,6
I 2-XnopakpunoHnTpuna n 125 Mn H-rentaHa npu
npuénuamTensHo  80°C  nepemewwrBatoT B
TedeHne 24 4, B pesynbTaTe vero obpasyeTcs
CyCreHsus. MoBbIWeHnemM HapyKHOM
TeMnepaTypbl Ao npumepHo 130°C oTroHsioT
HenpopearMpoBaBLLMe 2-XITOPaKPUMOHUTPUIT 1
2,6-gudbTopbeHannasmg, a Takke H-rentaH (25
M guctunnaTta). Cmecb oOxnaxgawT Ao
npumepHo 20°C 1 cycneH3vlo nepemMelLnBaioT
npu npumepHo 20°C B TeueHue NpMBnNManTensHO
2 4. TpoaykT BblgensloT GUILTPOBaHUEM,
npombiBator 100 Mn H-renTaHa W cywaT B
Bakyyme npv npumepHo 60°C. Bbixog: 20,45 r
(46,4%, B BUAe BexeBoOro NOPOLLKa).

Mpumep 9:
4-unaHo-1-(2,6-gudptopbeHsnn)-1H-1,2,3-Tpnaso
n

Cwmecb 34,2 r 2,6-gudpTopbeHsmnasuga, 26,6
r 2-XnopakpunoHuTpuna u 125 mn Tonyona npu
npubnuantensHo 80°C  nepemelunBaoT B
TeueHne 24 4. [loBblEHNMEM  HapyXHOM
TemnepaTypbl Ao npumMepHo 130°C OTroHsioT
HenpopearmpoBaBLLMe 2-XITOPaKPUIOHUTPUIT 1
2,6-amncbTopbeHsnnasma, a takke tonyon (100 mn
avctunnarta). MNocne oxnaxgeHns go 80 °C
pobasnalor 100 mMn H-rentaHa. Cwmechb
oxfaxgaoT fo npumepHo 20°C w cycneHsuto
nepemMeLInBatoT rnpu npumepHo 20°C B TedeHne
npubnuantensHo 1 4. [poaykT BbigensoT
duneTpoBaHMeM W npombiBarot 100 mn
H-renTaHa. OTOT NpPodyKT cywaT B BaKyyme npu
npumepHo 60°C. Bbeixom: 22,31 r (50,7%, B
BMae BexeBOro nopoLuka).

Mprmep 10:
4-umaHo-1-(2,6-andTopbensnn)-1H-1,2,3-Tpraso
n

Cwmecb 34,2 r 2,6-gudpTopbeHsmnasuaa, 26,6
r 2-xnopakpunoHuTpuna 1 125 mn abconoTHoro
aTaHona npu npubnMsnTensHO 77°C
nepemMeLLUBaOT B TeueHWe 24 4. [oBbieHNEM
Hapy>KHOR TemrepaTypbl [0 MpuMepHo 130°C
OTrOHAIOT HenpopearvpoBaBLLne
2-xnopakpunoHnTpun n 2,6-gudptopbeHsunasug,
a Takke aTaHon (100 mn guctunnara). Mocne
oxnaxgeHnsa go 70°C no kannam npu 70-60°C
gobasnsaoT 100 mn Bogbl. B cmecb BHoOCAT
s3aTpaBoYHble KpUCTamnmbl, ee OXNaxgawT [o
npvmMepHo 20°C 1 cycrneHsuio nepemelumBaloT
npu npumepHo 20°C B TeueHue NpMBnManTensHo
1 u. lNpoaoyKT BbIAENAT OUILTPOBaHNEM W
npombiBatoT 100 Mn UmKknorekcaHa, a 3atem 100
MIT Bofbl. OTOT MPOAYKT cywaT B BaKyyme Mnpu
npumepHo 60°C. Bbixop: 17,73 1 (40,3%, B
Buae 6reHO-6eXeBOro NOPOLLIKA).

Mpumep 11:
4-unaHo-1-(2,8-andpropbeHsnn)-1H-1,2,3-Tpnaso
n

Cwmecb 34,2 r 2,6-gpudpTopbeHsmnasuaa, 26,6
r 2-xnopakpunoHuTtpuna w125 wmn M,
N-gumveTMnchopMamuaa npu  NpuenuanTensHo

80 °C nepemewwuBaoT B TeueHe 24 u,
MoBbileHNneM  HapyXHOW  TemnepaTtypbl o
npvmepHo 130°C 1 nocTeneHHbIM MOHMKEHUEM
AaBneHMst o npunuantensHo 100 wmbGap
OTrOHSAOT HernpopearnpoBaBLLMe

2-XnopakpunoHnTpun n 2,6-gudpTopbeHannasug,
a Takke N, M-gumetuncpopmammng (100 mn
avctunnaTta). Mocne oxnaxgeHuss go 100 °C
pobansalotr 100 mMn Bogbl. BHeceHrem B
KOpPUYHEBYIO 3MYNbCUIO 3aTpaBOMHbIX
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KPUCTaNMoB  WHULWUPYIOT  KpUcTannuaauuio
npogykta. Cmecb oxnaxgaloT A0 MPUMepHO
20°C ¥ cycreHsulo nepemMeLUMBaloT  Mpu
nprimepHo 20°C B TedeHue mpuBnusutensHo 30
MUH. [poayKT BblgensloT UNbTpoBaHUEM U
npombisatoT 100 Mn BoAbl. ITOT NMPOAYKT cyLuaT B
BaKyymMe npu rnpumepHo 60°C. Beixoa: 34,40 r
(78,1%, B BUAe 6exeBbIX KpUCTAmsoBs).

Mprmep 12:
1-6eH3un-4-upaHo-1H-1,2 3-Tpuason

Cwmeck 1,33 1 ©OeHsunasmga u 1,75 r
2-XnopaKkpunoHnTpuna B 5 MR BoAbl NpuU
npvmMepHo 80°C nepemelunBatoT B TeueHue 22 u,
a s3aTeM B BaKyyMe OTIOHAOT U30bITOK
2-xnopakpunoHuTpuna. Cmecb oxnaxpaloT Ao
KOMHaTHOIN TeMnepaTypbl U BbINaBLUWA B OCagoK
NPoAyKT  BblAensalT  PUIbLTPOBaHUEM U
npomMmbiBaloT Bogoi. [locrne cywku BbIXod
nonyyeHHoro npoaykta cocTtasnset 1,66 r (90%
oT TeopeTudeckoro) ¢ t,, 78-79°C (nocne
nepekpuctannusaunm us Toslyona/rekcaHa).

Mpnmep 13:
4-umaHo-1-(4-umaHobeH3nn)-1H-1,2,3-Tprason

Cwmecb 0,8 r 4-unaHoGeHsunasnga 1 0,88 r
2-xnopakpunoHuTpuna B 5 mMn Bodbl npu
nprmMepHo 80°C nepemelunBatoT B TedeHUe 20 u.
B BaKyyme OTrOHAOT n36bITOK
2-XNOPaKpUNoOHNTPUIa, CMeCb OXfaxaalT A0
KOMHaTHON TemnepaTypbl U BbINaBLUWA B O0cafoK
npoaykT  BblAensAlT  UnbTpoBaHWeM 1
npomMbiBaloT Bogoi. [locrne cywku BbIXog
rnonyveHHoro npogykTta coctaenseTt 0,92 r (88%
OT TeopeTudeckoro) ¢ t,, 93,5-94°C (nocrne
nepekpucTannusaunm us atunaderara/tonyona).

Mpumep 14: 3-(4-unaHo-1H-1,2,3
-Tpuasorn-1-un)
-2,3,4,5-TeTparngpo-2-okco-1H-1- BGeHsasenmH

Cmecb 1,01 r
3-a3npo-2,3,4,5-teTparnapo-2-okco-1H-1-6eHsas
ennHa 1 0,95 r 2-xnopakpunoHUTpuna B 5 Mn
Bogbl Mpv npumepHo 80°C nepemeluvBaloT B
TeyeHne 18 4. B Bakyyme OTrOHSIOT M3BbLITOK
2-XNOPaKpUNoOHNTPUIa W BbINaBLUWMA B OCagok
npoaykT BblgensoT hbnnbLTPOBaHUEM,
NMPOMbIBalOT BOAOW W cywaT C LOCTUXEHUEM
Boixoga 1,1 r (87% oT TeopeTunyeckoro) c

tan 214-216°C (Nocne nepekpuctannusayum us
aTunayeTata/Tonyona).

Mpumep 15:
31un-(4-umnaHo-1H-1,2,3-Tpuasorn-1-unjaverar

Cmeck 1,29 r 2-asmpoauetata M 1,75 r
2-xnopakpunoHuTtpuna B 10 MmN Boabl npwu
npyimepHo 80°C nepemelLurBatoT B TeUueHue 16 u.
Mocne oxnaxpaeHWa nNpPoOyKT aKCTparnpyoT
AUXNOPMETAHOM U KOHLEHTPUPOBAHHBIN SKCTPaKT
ounLlaloT  XpomaTtorpacpmeid B KOMOHKe ¢
cUnukarenem 60 (6 r, SMIOSHT:
TOonyon/aTunauyeTaT B cooTHoleHuun 4: 1). MNMocne
KOHLIeHTPUPOBaHWUA antoaTa U CyLUKA nonydaioT
OUMLLEHHbIN npoayKT, BbIX0f, KkoToporo
coctaBnaeT 1,21 r (67% OT TeopeTuUyecKoro),

ton 47.48°c (nocne nepekpucTannMsaumMM K3
TOonyona/rekcaHa).

Mprmep 16:
3Tun-2-(4-ynaHo-1H-1,2,3-tpmason-1-un)-4-geHun
n-(28)-bytupar

Cwmecb 2,33 r
aTUn-2-asngo-4-cdeHun-(28)-6ytnpata n 1,75 r
2-xnopakpunoHnTpuna B 25 ™Mn  Bogbl nNpu
npumepHo 80°C nepemMeLUMBatoT B TeueHue 23 u.
Mocne oxnaxaeHWsa MNpPoOyKT 3AKCTparupyroT
TOMyoNoM U ounwWwaloT  XpomaTtorpadoueid B
konoHke (30 r cunukarena 60, antoeHT Tonyon).
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OuulleHHbIA  MpoAyKT MonyvaloT B BUAe
XenToBaToro Macna ¢ BbixogoMm 1,84 r (65% ot
TeopeTyeckoro) W aHanmsupytoT  H-AMP
-cnektpockonmern  (CDClz) ¢ nonydeHnem
cnegyowmx 3HadeHnn & 1,29 (*H, t, J= 7
My), 2,40-2,67 (4H, m), 420 (2H, q, J= 7
My), 5,39 (1H, m), 7,10 (2H, ded, J4= 6,6 Iy,
Jo=15 Tu), 7,24 (1H, tet, j1= 6,6 Iy, Jo=1,5
My), 7,31 (2H, m), 8,21 (1H, s).

Mpumep 17:
1-(2,6-gucpTopbeHsun)-1H-1,2,3-tTpuason-4-kapo
okcamug

Cwmecb 9,22 r 2,6-gudpTopbeHsmnasuga, 6,68
r 2-XJNOpPaKpUIoHUTPUNa U Bodbl NpW NMpUMeEpHO
82°C nepemelmMBaloT B TeudeHne 24 o,
MoBbileHNneM  HapyxHOW  TemnepaTtypbl Ao
npumepHo  113°C  oTroHsitoT  K36bITOK
2-xnopakpunoHntpuna. CMmeck oxnaxgalT [o
npubnuantensHo 40°C u pobasnsiot 10 Mn
Tonyona. NMpn npumepHo 80°C B TeueHWe okono
40 muH goBasnstoT 5,5 mn 30%-Horo rugpokcuga
HaTpWsA, B peaynbTaTe 4ero KpucTannmMsyetcs
amug. MNoBbILeHNneM HapyXHOW TemMnepaTypbl 40
112°C otroHaoT Tonyon. CycneHsuio oxnaxaaroT
A0 npuMepHo 20°C, npodykT BblAensoT
duneTpoBaHreM, npombiBaoT 200 mn Boabl M
cyllaT B Bakyyme npu npumepHo 60°C.

q)opmyna VI306peTeHI/IFI:
1. Cnoco® nonyveHUs 1-3amMeLleHHbIX
4-ymnaHo-1,2,3-Tpuasornos opmMynbl (1)

AN .
=\

CH

roe Ry  obosHauyaeT dheHun, HadpTun,
AndpeHUnun, nupponun, nupasonun,
UMUAA30MUN, TPWUa3onun, TeTpasonun, dypun,
TUEHWR, MUPUANN, peHUN (HU3LW. ) ankun, dpeHnn
(HM3W. ) ankeHWn, deHun (HW3LW. ) ankuHWAN,
HadTUN (HW3W. ) ankun, npuaun (HMsw. )
ankun, YaCTUYHO rMOPUPOBAHHbI
2-okcobeH3asenuH, LUKIOarnkur, LMKIoankeHun,
LMKMOankun (HASL. ) ankumn unu LMKIoankeHun
(HMsW. ) ankun, a Takke (HU3W. ) ankun,
(HMsW. ) ankeHun wnu (HWASLW. ) ankuHWUAN,
KOTOpble FABRAKOTCA He3aMelleHHbIMA W1 B
KaXOOM Cryyae MOHO- UINW MOoNnv3amMelleHHbIMU
3aMecTUTenaMU, BbIOPaHHBIMU W3 TPYMMb,
BKMOYAKOLLEA ranoreH, Kapbokcun, (Husw. )
ankokcukapboHun, kapGamoun, MOHO- WU
ANanKMnNMpoBaHHbINA (HN3LL. ) ankunom
kapbamoun, ruapokcun, (HWU3W. ) arlKoKCU-,
(HM3W. ) ankeHWnokcu-, ceHun (HMsW. )
arnkoKcu- " dheHoKCMrpynny, npuyem
apomaTuueckme ] reTepoapoMaTtnyeckme
paguvkanbl MoryT ObiTb He3aMeLleHHbIMU WK
MOHO- UM MOMU3aMeLLEHHBIMU 3aMeCTUTENAMN,
BbIGpaHHBIMW 13 rPYMMbl, BKMKOYaIOLLEA ranoreH,
(HM3W. ) ankokcu-, (HW3LW. ) anKeHWUNoKCK-,
doeHnn (HU3W. ) ankokcu-, dpeHoKcUrpynnbl w1
S(0) m-RO, roe m obosHadvaetr 0,1 vnm 2, a

RY oBosHauaeT (HWaW. ) ankwn, (HUaW. )
ankeHWn wWnn  (HA3W. ) ankWHWI, KoTopble
ABNAIOTCH He3aMelUeHHbIMW WIA B KaXAOM
cllyyae  MOHO-  WNK nonuaamMeLLeHHbIMK
3aMecTMTensiMu, BbIGpPaHHBIMU M3 TPynMbl,
BKMIOYaOLLen ranoreH, rugpokcun, (HWsw. )
ankokcK-, (HW3W. ) ankeHWnokcu-, dheHnn
(HW3wWw. ) ankokcu-, dpeHokcurpynny, kapGokcun
1 (HU3LL. ) anKoKGUKapOBOoHWI,

nyTem B3aVMOOSWCTBUA  COeOMHEHWA
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cbopmynbl
R¢-N3 (la),
roe Ry umeet 3HaueHws1, yKasaHHble Bbille,
C coefuHeHuem copmynbl Ib
cl

H Cﬁ\ Ik
Z

CH

B AByXdasHoW cucTeme, coctoswen ns (I)
opraHudeckolr dasbl, BKMOMaloLel WUcXogHble
MaTepuanbl oopmyn la u |b, npn HeoBxognmocTn
B cpede oOpraHW4YecKoro pacTBopuTens Wunu
pasbasutens, 1 (Il) Bogbl.

2. Cnocof no n. 1, B KOTOPOM ABYXdbasHas
chncTema BKMoYaeT () ncxogHele Matepuansl W
(1) Boay.
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3. Cnoco6 no n. 1 unuM 2, B KOTOPOM Mpu
OCYLLEeCTBNEHUN B3aWMogeicTBAA Ha Mosb
coefuHeHNs chopMyrnbl |a MPUMEHSIOT MPUMEpPHO
1 - 2 monei 2-xnopakpunoHutpuna Ib.

4. Cnoco6 no no6omy us nn. 1-3, B KOTOPOM
peakunio MpoBOAAT B WHTepBarne TemrepaTtyp
npvmepHo 75 - 85° C,

5. Cnoco6 no nto6omy ua nn. 1-4, B KOTOPOM
nonydyaloT coefguHeHwe dhopmynel |, rge

R4 obosHauaeT 2-¢pTopbeHsumn,
2-xnop-6-propbeHsnn unu 2,6-audpTopoeHsun.
6. Cnocob no nobomy 13 nn. 1-4, B KOTOPOM

nonydyatot  4-ynaHo-1-  (2,6-gucptopbeHsnn)
-1H-1,2,3-Tpnason.
7

4-naHo-1-(2,6-andptopbenHsun)-1H-1,2,3-Tpuaso
n.
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Cxema 1
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R Cxema 2
Cl \\N/ \\N
R——N, (la) -« wc==< () —> —_ )
cN (
N
rie R, uMeeT 3HaueHus, yKa3aHHbie BHIINE.
Tabinua 1
ITpumep Yucno MOMIKB. Temneparypa | Bpems pe- Brixox
2-XJI0paKpUIOHHTPUIA axIun TIPOLYKTA
1 1,0 80°C 24 g 86%
2 1,0 80°C 48 4 93%
3 1,5 70°C 24 q 83%
4 1,5 80°C 24 q 98 %
5 2,0 80°C 124 93%
6 2,0 80°C 24 g 97%
Tabmyna 2
Ilpumep | PactBoputens | Uncno MOM.3KB. Temne- | Bpemsa pe- Brixogn
XJIOPakpHWIOHMT- | paTypa axKuuu TMPOAYKTa
paia
4 sona ™’ 1,5 80°C 24 4 98%
7 OTCYTCTB. 1,5 80°C 24 4 72%
8 H-renrad 1,5 80°C 24 g 46%
9 TONY 0N 1,5 80°C 244 51%
10 3TAEON 1,5 77°C 24 4 40%
11 maMeTuIhop- 1,5 80°C 24 g 78%
MaMug

* )HepBasi dasa: ucxonHbie MaTepHanasl, Bropas dasa: Boja.
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