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BBenenue

JIBaquaTh MepBbIA BEK — 3TO BpeMs, KOTJla CTPEMUTEIHLHO PAa3BUBAIOTCSA HE TOJBKO
HayKa W TEXHOJOTHM, HO U 3a0oseBaHus. VIMEHHO MOATOMYy Tmepel COBPEMEHHBIMU
YUYEHBIMH CTOMT BaKHas 3ajJada — TMOJyuyeHUE OHOJIOrMYECKH AaKTHUBHBIX MOJIEKYI,
CIOCOOHBIX (P PEKTUBHO OOPOTHCS C CYIIECTBYIONUMHU 3a00JICBAHUSIMU.

B-kapOoaMHBI M WX TPOU3BOAHBIC O0JAJAIOT PA3NUYHON  OMOJOTUYECKOMN
aKTUBHOCTHIO, OKA3bIBAIOIICH BIUSHUE HE TOJBKO HA >KUBOTHBIX M PACTEHHs, HO U Ha
JTIOAEH.

[enpro JaHHOK KypCcOBOM pabOTHI SIBJSETCS CUHTE3 3aMelleHHbIX 1,2,3.4-TeTparuapo-

B-kapOOJIMHOB U U3YYEHUE UX XUMUYECKUX TIPEBPAILICHUN.



l. JlutepaTypHslii 0630p.
1. Crpoenue B-kap060J1uHOB.

B-kapOOJIMHBI SBIAIOTCS OCOOOM OrpOMHOW TpYNMOW Kak MPUPOJHBIX, TaK H
CUHTETUYCCKUX  aJKaJOWJIOB, B OCHOBE KOTOPBIX JIEKAT TPU OCHOBHBIC KOJIBIICBHIC
CUCTEMBbI. JTH COEMHEHUS TaK K€ MOXKHO pacCMaTpUBATh KaK CTPYKTYPhI, BKIIOYAIOIIUE
TpUIHKIHYeCKyl0 Tupuao(3,4-b)uanonpHyro  KombleByro cucremy ¢ ankmn  Cg
3amecTUTesIMHU. [1]

OTH MOJIEKYJIbI MOXKHO KJIACCU(PUIIUPOBATH B COOTBETCTBUU C HACBHIIIIEHHOCTHIO NX N-
CoZIepKaIero IMIECTHYICHHOTO Koyblla. HEeHachIeHHbIE COCAUHEHUS HAa3bIBAIOTCS
TIOJTHOCTBIO apoMaTtnieckuMu P-kapOomuaamu (1), Torma Kak 4aCTHYHO WJIHM IOJIHOCTBIO
HACBIIICHHBIC M3BECTHBI Kak 3,4-muruapo- P-kapooaussl (2) u 1,2,3,4-terparumpo- -

Kap0oHbI (3) COOTBETCTBEHHO.

N 2 N NH

\_/ \_/ \

Iz

1 2
Pucynok 1. Ocnosnvie cmpykmyphsie munsi -kapOoaunos.

JlaHHbBIE TPUIUKIMYECKHUE COCTUHEHHSI OOBIYHO COJIEPkKAT HECKOJIbKO 3aMECTUTENCH

KakK B IIMPUAHOM, TaK 1 B MHAOJbHOM KOJIBIIC.

2. Haxoxaenue [-kap0oJMHOB M TeTpParujapo-B-xkap0ojJuMHOB B MNPOAYKTAX
NUTAHMS.
NHonpHBIE  adKaJOUIbl TMPEACTABISIOT COOOM IIMPOKO PACHPOCTPAHEHHYIO B
IPUPOJIE TPYIITY, AEMOHCTPUPYIONIYIO 3HAYUTEIILHOE CTPYKTYPHOE pa3HOOOpasue.
[IpocTthie TeTparuapo-p-kapOoJuHbBI — ITO ATKAIOUIBI, BCTPEUAIONTUECS B IPUPOJIE B
MUIIEBBIX TMPOAYKTaX B Pe3yJbTaTe€ XWMHUYECKOM KOHAEHCAIMA WHIOJAMUHOB U
aJNbJACTUIOB UM O-KETOKUCIIOT. DTa PEakifsi MOKET MPOU30MTH BO BpeMs IPOU3BO/JICTBA,

00pabOTKN M XpaHEHMs MUIIEBBIX MPOAYKTOB. B J0moiIHEeHHe K THUIYy paccMaTpuBaeMom



IUIIHA, HA COJAEPKAHME OTUX COCAUHEHMH B NPOAYKTaX IMUTAaHUS B KOHEYHOM HTOTE
HOBJIMSAIOT MHOTME XUMHUYECKHE M TEXHOJOTMYECKHE (PaKTOphl, TAKHE KaK: KOJIMYECTBO
JOCTYMHBIX  TpeKypcopoB, PH, Temmepatypa, Bpemsi XpaHEHHUSA, OKHCIUTEIH,
AHTHUOKCHUJAHTBI, KOHCEPBAHTBI, APOXIKHU, YCIOBUS 00paOOTKHU U T.1.

B-kapOOJUHBI, TETparuapo--kapOoJUHbI U X MPOU3BOJIHBIC OB OOHAPYKECHBI B
TaKUX MPOJAYKTaX MHUTAaHUSA KakK: COEBBIH COYyC, BHHO, MHBO, YKCYC, JIMKEP, MPHUIIPABHI,
HOTYpT, CBIp, COJIEHBS, COKU U O€3aIKOr0JIbHbIE HAITUTKH, XJIe0, MyKa, MsCO PbIObI, PPYKTHI
¥ TIPOYKTHI epepaboTKu (HPYKTOB, AETCKOE MUTAaHUE, KomueHoe Msico,[2] yecHok[3]. T1o
HEKOTOPBIM JIaHHBIM, BCTPEYAIOTCS TaK e B 3J1aKaxX, opexax, Kode, rpudax, BOJOPOCIAX.
ConmepxaHue STUX COEIMHEHUN B MEPEUMCICHHOM BBIIIE MHUIIE MOXET JIOCTUraTh
HECKOJbKUX MUJUTMrpamM. Tak ke B-kapOoiauHbl ObUIH 0OHAPYKEHBI B CUTAPETHOM JIBIME.
[4]

Bce 3T0 MOXeET CBHIETENBCTBOBATH O TOM, YTO MHUIIEBBIE MPOMYKTHI SBISIOTCS
NOTEHIMAIBHBIM 3K30M€HHBIM HCTOYHUKOM [-KapOOJHMHOB, TETPAruapo-P-kapOoIMHOB U

UX TIPOU3BOJIHBIX. [2]

3. buoJsioruyeckas poub B-xkapooaunos u 1,2,3,4-rerparuapo-p-kapoojiuHoB u
UX BJIMSIHHE HA OPTraHU3MBbI.

B-kapOonuHbl, TeTparuapo-f-kapOodMMHBI W MX  MPOU3BOJHBIC  HA3BIBAIOT
«aNKajouJaMu MIICKOMUTAIOMIUX» , TaK KakK OHHM MPHUCYTCTBYIOT B H3MEPUMBIX
KOJMYECTBAX B OHOJIOTMUYECKUX JKHUJKOCTAX W TKAHAX MHOTUX IKUBOTHBIX, YTO
CBHUJICTEIILCTBYET 00 X OMOJIOTMYSCKOM 3HAUMMOCTH. [2]

[TockonbKy CcKeleT SBIsSeTCS OOIIUM MPU3HAKOM [IJIi MHOTHUX MPUPOAHBIX U
CUHTETHYECKUX COEIMHEHUM, KaK MHOXXECTBO XMMHUYECKUX BEIIECTB, MPUHAJICKAITUX K
rpyrtie -kapOOoIMHOB, TaK U KX COOTBETCTBYIOIIAsI OMOJIOTHYECKAsI aKTUBHOCTh OTPOMHBI.

MHOTOYHCIICHHBIE ~ WCCJIENOBAHUS  TOKa3ajid,  4YTO  OWOJOTHUYECKHEe U
(dhapMakoJIOTHYecKre CBOMCTBA [-KapOOJIMHOB B MPOKAPUOTUUYECKUX M IYKAPUOTHUECKUX
KJIETKaX YaCTHYHO OOBSICHSIIOTCS UX CIIOCOOHOCTHIO K mHTepKaysaiuu JIHK, mpuBoasimeit k
u3MeHeHuto TouHoctu perutnkanuu JJHK, win BiusitaueM Ha hepMEeHTATUBHYIO aKTUBHOCTD

B niporiecce penapanuu JIHK. [5]
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Pucynok 2. Ilpumepsi buonocuuecku akmugHvlx NPUpPOOHbIX S-KapOOIUHOBbIX ANKAIOUOOS.

OHu 00yafaloT CIEAYIONMMU OUOJIOTHYECKUMHU CBOWCTBaMH: »dJearHuH (4) —
IPOTUBOBOCTIAJIUTEIFHOE, AHTHOKCHIAHTHOE U MPOTUBOMHUKPOOHOE NEHCTBUS; MUHOJINH
(5) — aHTHOKCHIAHTHOE; TUPTHOIPEKTHUH (6) — MPOTHBOPAKOBBIC, CAKICYKCHUMHUH (7) —
MPOTUBOPAKOBHIE U MPOTUBOMUKPOOHBIE; 3BOAHAMUH (8) — MPOTHBOBOCHAIUTENBHBIC U
POTHBOOITYXOJIeBbIC. [6]

B HekoTOphIX HMCTOYHMKAaX BcTpedaercs wuHGopMamus 00 HCCIeI0BaHUIX
BO3MOXKHOCTH HCIOJb30BaHMUSI TaKUX CTPYKTYp B KadyecTBE AaHTHUOMOTHUKOB JIJIst
pacTeHwmid. [7]

CornacHO HEKOTOpbIM wuccienoBanusM, 1,2.3,4-teTparuapo-B-kapOonHbl TaKXKe
o0nagaroT IIPOTUBOBHUPYCHOM, IPOTUBOrPHUOKOBOM, MIPOTUBOMAJISIPUHON,

AHTUTPOMOOTHUYECKOW, aHATTbI€TUYECKOHN U IPOTUBOPAKOBOM aKTUBHOCTHIO. [8]

4. Tlpumenenue P-xapOosunoB u 1,2.3,4-terparuapo-pf-kap0oiuHoB B
(¢papmakosoruu.
B nocnennue roasl B-kapOOIMHOBBIE CTPYKTYPbI BBI3bIBAIOT OOJBIION WHTEpEC C

TOYKH 3pCHHUA HCCIICOAOBAHUA HX OMOJIOrNYECKOM dAKTUBHOCTH, BCAb ABJIAIOTCA BCCbMaA
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NEPCIIEKTUBHBIM KJIACCOM BEILLECTB JUIsl U3bICKAHUS JIEKAPCTBEHHBIX CPEJCTB, 00J1a1at0IINX
IPOTUBOCTPAXOBOM, IPOTUBOTPEBOKHON AKTUBHOCTBIO M  CTPECC-IPOTEKTUBHBIMU
cBoiictBamu. B cneactBue 3Toro P-kapOONMMHBI aKTUBHO HCIOJB3YIOTCS TMPHU TEparuu
Pa3IMYHBIX HEPBHO- NCUXWYECKUX PACCTPOMCTB, TAKUX KaK: AENPECCHUs, TPEBOKHOCTH,

SMHJICTICHS, TIPUTIAJIKA U ipyTHe. [4]

HsCO \ /N

N N/

S

Pucynox 3. 2,4,5,6- mempazudpo-9-wemoxcu-4-wemun-1H-3,4,6a-mpuaszaghryopanmen.

CHj;

Metpanungon (puc. 3), TakKe U3BECTHBIM KaK MHKAa3aH, UCIOJIb3YETCS B KayeCTBE

aHTuzaenpeccanta. [ 9]



5. Cunrte3 f-kap00JUHOB.

Tonyuenue 1,2,3,4-mempacuopo- [-kapOoiunos.

1,2,3,4-TeTparuapo-B-kapOoJuHbl  3a4acTy0 TOJY4YaloT pPeaKkiUer B3auMOJACHCTBUS
3aMEIICHHBIX UHAOIWI-3-3THIAMHHOB C aTH(PaTHICCKUMHU HIIA ApOMATHICCKUMU aJTbIeTHIaMH
B BOJIHBIX WJIM BOJIHO-CIUPTOBBIX pactBopax npu 100 °C B kucnoit cpeae peaxuueit [lukre-

[lInenrnepa co craaueit oopazoBanusi ocHoBanus udda.
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Cxema 1. Mexanusm peaxyuu Iuxme-IlInenenepa ons é3aumooeiicmaus mpunmamuma ¢ aiboe2uoom. [5]

Mexanusm peakuun 1ukauzanuua  [lukre-IlInenrnepa mo CymecTtBy COCTOUT U3
HECKOJIbKMX YacCTEH.

Bo-niepBBIX, CHavalla aMUH W albJETH] KOHACHCUPYIOTCS ¢ 00pa30BaHMEM OCHOBAHUS
HIudda (9). Bo-BTOphiX, ocHoBanue lludda npororupyercst ¢ 00pa3oBaHUEM HOHA UMHHHS
(10). B-TpeThuX, HHIOA aTaKyeT MMHHUH-MOH W3 TPETHErO IMOJOXKEHHS, 00pasys
CIUPOUHI0IMHOBBIN MHTepMeanar (11), KOTophIid MeperpymnimupOBBIBACTCSA B MOJIOXKHUTEIHHO
3apsOKCHHBIA MPOMEKYTOUHBIA TpoaAyKT (12), KOTOpBIH 3aTeM IMOABEPracTCs apoMaTH3alnuu

IOCPEACTBOM JICIIPOTOHUPOBaHMs ¢ oOpazoBanueM 1,2,3,4-terparuapo-f-kapooauna (13). [10]



DTOT OMOCUHTE3 ABJISIETCS IOBOJIBHO MPOCTHIM, & UCXOHBIE PEAreHThl U UX IPOU3BOIHbBIE
HIMPOKO PACTIPOCTPAHEHBI B IPUPO/IE.

OnHako B 3aBUCUMOCTH OT CTPOCHHS UCXOJIHBIX BEIIECTB YCIOBUSI POBEACHUS MIpoIiecca
MOTYT U3MEHSATHCA B IIUPOKUX MIpeieiax, IpUueM Ha BBIXOJ] KOHEUHBIX IPOYKTOB B OCHOBHOM
BiusieT PH cpenbl, npupoa pacTBOPUTENS U TEMIIEpaTypa PEaKIIMOHHON CMECH.

Tak, I TpOBEACHUS PEAKIMU KOHJCHCAIMM TPHUOTaMUHA C  (POpMaIbICTHIOM

HOJIXOISIICH CpeIoi ABJISIETCS YKCyCHast kucioTa. [9]
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Pucynok 4. Cxema peaxyuu mpunmamuna ¢ popmanboecuoom 6 YKCYCHOKUCIOU cpeoe.

Ecan HCXOIIHLIﬁ AJIbACTHU HCYCTOI\/'ILIHB B KHCJIOM cpeac, TO PCaKIUIO IIPOBOIAT B
AIIpOTOHHOM pPAaCTBOPHUTCIIC WX C THAPOKCUIXJIOpHWIAMU TPUIITAMUHOB B IIPHUCYTCTBUU

dbocdarHoro oydepa.

©i§\N PhCHO @ig_/\g ‘i%

Pucynox 5. Xoo peaxyuu npu ucnonv3osanuu Heycmouuugo2o 8 KUCIou cpede anboe2uod.

Peakuns Iluxre-llInenrnepa Takke NPOBOAUTCA C HCMOJIBb30BAHUEM KETOHOB B
KAueCTBE MCXOJHBIX BELIECTB U MPOXOAMT B JBE craauu. CHayana moy4yaroT MMHHBI, a

3aTeM MPOBOIAT UX IMKJIM3AIMIO B KUCIIOH cpeae. [9]
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Pucynok 6. Cxema peaxyuu I[luxme-Llnenznepa npu e3aumooericmeuu mpunmamuHa ¢ KemoHOM.




Peaxius [Tukre-1lInenrnepa tak e IpuMEHUMa I B3aUMOJICHCTBUS TPUIITAMHUHOB
C  0-KETOKHCIIOTaMHU. M3BecTHB MHOTOYHCICHHbIE TPUMEPHl  B3aMMOJCHCTBHS
TPUIITAMUHOB M TPUNTO(DAHOB C TIHMOKCUIOBOW, MUPOBHHOTPATIHOM, 0-KETOTIYyTapOBOMH,
deHnn- U aKpUWIMUPOBUHOTPAJAHBIMU KUCIOTaMU. Peaknuio MpoBOAST MpPU KOMHATHOM
Temmneparype ¢ oOpa3zoBaHueM 1-3amemieHHBIX 1-kapOokcu-1,2,3,4-tetparuapo- f-

Kap0orHOB. [9]
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Cxema 2. Mexanusm peakyuu Iluxme-Illnenenepa o0na 63aumooelricmeus mpunmamuna ¢ O-
KeMmoKUCIOMamu.

Iz

Cunresuponarts 1,2,3,4-teTparuapo- f-kapOOoJUHBI B TOM YHCIIE MOXKHO IMOCPEICTBOM
BHYTPUMOJICKYJISIPHOU IMKIN3allMd €HAMUHOB. JlaHHAs MeTOJMKa BKIIOYaeT B ceO0s
HECKOJIbKO CTaJHi: HEMOCPEACTBEHHOE IMOJyYeHHE €HaMHHA C TIOCJIENYIoNmeH ero
00pa0OTKON KHCJIOTaMH, Beaylied K OOpa3oBaHUIO COOTBETCTBYIOIIETO WMHHHEBOTO

KaTUOHA; [UKJIM3AUS [MOJYYEHHOI0 KaTUOHA PEakUHeH, aHalornyHou peakuuu [Iukre-

10



[Inenrnepa.

Iz
Iz

R? R3 R? R®

Pucynok 1. Buympumonexynsapnas yukiuzayus eHamuHos.

1,2,3,4-teTparunpo-  P-xkapOOJMHBI  MOXKHO  IOJy4YaTh

COOTBETCTBYIOIINX 3,4-TUTHIPO- B-KapOoarHOB. [9]

N R N R
H H

Pucynox 8. Boccmanoenenue 3,4-oueudpo- f-kapooarunos.

Tonyuenue 3,4-oucuopo- B-kapboiunos.

BOCCTAHOBJICHUCM
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B kauecTBe AJIbTCPHATUBbI PCAKIINU HI/IKTG-H_[HCHFHCpa MOKHO TaK K€ UCIIOJIb30BATh

peaKInio IAKJIN3alUN buninepa-Hanupanbckoro. [9]
o—Pocl2
NH
HN— C\ POCI, HN— C(+)
R —> —
®/ | “opocl,
N R
"as
Z 7 < N
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Cxema 3. Mexanusm peaxyuu yukauzayuu buwnepa-Hanupansckoeo.

B mpomecce stoii peaknum Tpuntamun (14) muknmmsyercs. OOBIYHO peareHTHI
neruaparaiuu, Takue kak PCls, POCls, SOCI; nian ZnCl,, HeoOXoaumbl IS yCKOPEHUS
OTIIETIIEHUsI KapOOHMIbHOTO Kuciaopoaa. [Iponykrom peakuuu bunuiepa-Hamupansckoro
sBisieTcss 3,4-quruapo- B-kap6onun (17). OgHako npu oOpabOTKe pacTBOpa OKCHaMHUHA

(16) ykCcyCHBIM aHTHIPHIOM MOJy4aroT cTaObuabHbIi okcuamun (18). [10]

OOpasoBanue crnimpouHaoneHuHoB (15) B mporecce qaHHOM peakiuu 00BSICHIETCS
TEM, 4TO MPHU EKTPODUILHON aTake 3-3aMENICHHBIX MHJI0JIO0B dHEPTETHUECKH Hanboiee
BBITOJHBIM ~ TIPOIIECCOM  SIBJSICTCS  BXOJXKIIGHWE HOBOTO  3aMeCTHUTENsl B OoJjee
AJIEKTPOHOHACHIIICHHOE TOJIOKEHNWE 3 C TMOCIeAyIomeld MeperpyninupoBKONR OJHOTO W3

3aMECTUTEJIEH B IMOJIOKEHUE 2.

Tak ke, 3,4-guruapo-  B-kapOOJMHBI ~ MOXHO  TOJIy4aTh  OKHCIICHHUEM
cootBercTByrommx 1,2,3,4-terparunpo- [-kapOOJIMHOB TMEPMAaHTaHATOM Kalus B

tetparuapodypane npu 0 °C. [9]

12
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Pucynox 9. Oxucnenue 1,2,3,4-mempacudpo- f-kapoonunos.

HOﬂvquue apomamu4ieckKux B-KaD6OJZMHO6.

1,2,3,4-teTparunpo- [-kapOOJWHBI, TOJyYE€HHbIE KOHJICHCAIlMed TpHUITaMHHA C
am(paTHICCKUMU WM apOMATHICCKUMHU abJACTHIaAMUA, MOKHO OKHCIISATH 0€3 BBIICICHUS

yTeM 00paboTKu pPEaKIMOHHOMN cMecH OuxpomMaToM KaJIHSL. [9]

R’C K2Cr207
st04, H,0

Pucynok 10. Cxema nonyuenus apomamudeckux -kapOoauHos.

3,4-muruapo- P-kapOOJMHBI TaKXKe MOXKHO OKHCISITH JI0 apOMaTHYECKUX [3-

KapOOJIMHOB.

N HX; O,; hy T N
N\ / — \ 7

Pucynox 11. Oxucnenue 3,4-oucuopo- f-kap6oiuros.

[TpoTekaHue peakiuy 3aBUCHT OT KOHIICHTPALIUU KUCIIOTHI B pEaKIMOHHON cMecH.[9]

OnauH 13 Hambosee pacpoOCTPAHEHHBIX METO/AOB MOJYyYEHUs! KapOOIMHOBBIX
CTPYKTYp  3aKJIOYaeTcsi B  KHUCJIOTHO-KATAJIM3UPYEMOH  MeperpynnupoBKe

apWITHAPA30HOB U 3,2-TuoKonunepunnHoB peakiuenn Gumepa. Karanuzatopamu

13



BBICTYIIAIOT CCpHas, MypaBbHHaAsA, CYJII:(I)OCEUII/IHI/IJIOBaSI, CoJIsIHasA 20071

nonudochopHas KHUCJIOTHI.
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Pucynox 12. Ilonyuenue [-xapbonrunos peaxyueii QPuuepa.

BbIX0o/IbI 11€7IEBBIX TPOJIYKTOB MPU 3TOM OyAYyT 3aBHCETh OT MPUPOILI U
pPacloJIOKEHUSI 3aMECTUTENe OEH30JIbHOIO KOJIbI]a, a Takke OT BbIOOpa
karanuzaropa. Takum o0pa3om, ¢ moMomibl0 Meroga duiiepa MOXKHO IMOITYy4YaTh
TpeOyeMble KapOOJIMHBI C Pa3TUYHBIMU 3aMECTUTEIISIMA B apOMAaTUYECKOM sIZIpe C

BBIXOJJaMU, OJIM3KUMHU K KOJIMYECTBEHHBIM. [9]
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Il. OOcyxaenue pe3yjbTaTOB.

[Ipu  mosydyeHuu 1-meta-propdenunnzaMenieHHbIX

1,2,3,4-TeTparuapo--

Kap6oarHOB 1a Ha MepBOM CTaAUU U3 TPUMITAMUHA U MeTa-PTOPOCH3AIbAETH 1A TTOTyYalIH

ocHoBanue Illudda, koropoe mainee moapepraiv HUKIU3ALUM B MPUCYTCTBUU CEPHOM

KUCJIOTHI. Peakiuio mpoBoanim 6€3 BBIACICHHS TPOMEKYTOYHOTO MMHHA. (Cxema 4)

\ NH

H~#° CHs
NH> [ j
N
N N
H F H

Cxema 4. Cunmes 1-mema-gpmopgenunzamewennoeo 1,2,3,4-mempacudpo-f-xapbonuna.

F—
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2) 1<2co3

la

SO

1,2,3,4-teTtparunpo- B-xkapboauHbl ObuK TONy4eHbI 10 peakiuu [lukre-1lInenrnepa

M3 TpUIITaMHHa U COOTBCTCTBYIOIINX aJIbJACTUAOB. B 3aBucumocTtu ot XapaKTepa allbACTuaa

BAPBUPOBAINUCH YCIOBUS IPOBEICHUS JTAHHOW PEAKIIUU.

[Tpu nonyvennun 1-metnin-1,2,3,4-terparuapo-p-kapoonuna 1b Kk BOJHOMY pacTBOpY

TpUNTAaMUHA B YCJIOBMSIX Kucioro kartanmuza npu 110°C mpuxamnbeiBaau pa3OaBieHHBINA

pactBop areranbaeruaa. (Cxema 5)

o
1) H,0; H,S0,; 110 C

NH, o
\ /) DKC0;s
t+  HyC—C -
N \
H H

Cxema 5. Cunmes 1-memun-1,2,3,4-mempacudpo- f-xkapoonuna.

Iz

1b

[Mpu B3ammMoneiicTBuM [-kKapOoauMHOB 2a-b ¢ npomapruaOpoMusoM B CyxXoM

alleTOHUTpHUJIE B NpUcyTcTBUU ocHOoBaHUsi XroHura (N,N-muusonponmimTuiiaMuHa) Ipu

HarpeBanun 10 S50°C u mepeMemuBaHUM OBUTM TIONYYEeHBI COOTBeTCTBYHOmUE N-

pOMapruaoBbie Mpou3BoaHbIe. (CxeMbl 6-7))
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Cxema 6. Cunmes N-nponapeun-1-mema-gpmopgenun-1,2,3,4-mempacudpo-f-xapoonuna.

iPr
Et\N/

\ NH 2N CH,CN Ypr :50°C { N\//

+ Br %

Iz

H CH
3 CHs

2b

Cxema 7. Cunmes N-nponapeun-1-memun-1,2,3,4-mempazudpo-p-kapbonruna.

CTpyKTyphl TIOYTH BCE€X HCXOAHBIX [-KapOoauHOB M uX N-aJKHUIMPOBaHHBIX
MIPOU3BO/IHBIX TOATBEPKICHBI KOMIUIEKCOM CIIEKTPaIbHBIX IAHHBIX.

[TocneaauM 3Tanom Haiie paboThl ObUIO U3YYEHUE B3aMMOJICHCTBUS TETparuapo-[-
KapOOJIMHOB ¢ MeTwinponuoiaToM. Peakuuu npoBogunu st 1-metun- u  1-merta-
dbropdpenmmamenieHabx  1,2,3,4-TeTparuapo-p-kapOooIMHOB € METHIIPOIHOIATOM B
TpudTopaTanone npu HarpeBanuu g0 50°C. Okazaiaoch, YTO MPHU MPOBEACHUU JAHHBIX

peakiuii MPOUCXOAUT 00pa3oBaHUE a30IMHOMHI0I0B. (Cxembl 8-9)

\ N //O CF,CH,O0H; 50 °C
_\\ + _—C\ >

N OCHj

Cxema 8. Cummes azoyunounoora u3 N-nponapeun-l-mema-¢pmopgpenun-1,2,3,4-mempacuopo-f-
KapoOoauHa.
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//0 CF3CH,0H; 50 °C \ /

|

Iz

3b
Cxema 9. Cunmes azoyunounoona uz N-nponapeun-1-wemun-1,2,3,4-mempacudpo-f-kapbonuna.
CTpO@HI/Ie COCANHCHUA 3a MMOATBCPIKACHO KOMIIJICKCOM CIICKTPAJIbHBIX JTaHHbIX.

Coennnenue 3b HaXOAUTCA HA CTAIUU BBIICIICHUA.

N + ——C N _
\ \\ \OCH noo /C/O
3
CH, \\ HasCO
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I1l. DxcnepumeHTaNbHAS YACTh.

VicxomHple peareHThl Uil CHHTe3a Obuth mpuoOpeTeHsl B pupmax Acros Organics u
Fluka wu wucnonp3oBanuce 0e3 JONOMHHUTENbHON OYUCTKH. Macc-cnektpel LCMS
COCJIMHCHUH TMOJIy4eHbl Ha CHCTEME, BKIIOYAIOINEH JKHUIAKOCTHBIM Xpomatorpad Agilent
1100 Series, macc-cnekrpomerp Agilent Technologies LC/MS VL (anextpopacnblieHue,
ELSD) Sedex 75. Cnekrpsr SIMP 1H 3amuceiBanu B pactBopax CDCl; mmu DMSO-ds Ha
npubope Bruker WH-600 ¢ pa6oueii gactoroit 600 MI'. Xumuueckue CABUIH B CIICKTpax
SAMP 1H u3mepenst B M.1. (0-11Kaia), B Ka4eCTBE BHYTPEHHETO CTaHIAapTa MCIOJIb30BAIN
ocraTo4Hble curHaibl pactoputencit: 7.26 m.a. (CHCIs) wau 2.50 m.a. (B8 DMSO-ds).
[Tonrnoty mnporekanuss peakuuid KoHTposnumpoBa 1o TCX. Jlnsg TOHKOCIOWHOU
xpomaTorpaduu ucnoip3oBaiau miactuHbl SOrbfil (mposieiienne Y®-nammnol U BOJIHBIM
pactBopoM KMnQy), 1i1s1 KOJOHOYHO!N Xpomatorpaduu MCIoIb30BaIn criukareasb Silica
60 (0.04-0.063 mm). 1711 TOHKOCIOMHOM XpoMaTorpaduu UCTIONb30Bajy racTuHbl Sorbfile
u Alufol, mposiBiisiin mapamu #oja B HOJAHON KaMepe WM PaCTBOPOM IepMaHraHaTa KaJlus
3 /71, ¢ mocaeayomel 00paboTKOM pacTBOPOM I11aBEJIEBOM KUCIIOTHI U MPOMBIBAHUEM 10T

Bogoi mactuHbl TCX. TemnepaTypsl IIaBICHHS ONPEIEIECHBl B OTKPBITHIX KaIllAUIspax

Ha nipubope SMP 10.

Moaxyuenne 2,3,4,9-Trerparuapo-1H-[3,4-bjungonon

O6mrass meroauka. B kpyrimomonHyto kon0y mnomemiaroT TpuntamuH (5,00 T),
pactBopsitoT B 100 M BOJbI, MOJKHUCIEHHON cepHOMl kucioTou (16 mu, 2H). Jlanee npu
KOMHATHOU TemnepaType B TeueHue 30 MUHYT NpUKaIbIBAtOT Npu nepeMemBanuu 100 v
10%-ro pactBOpa aneraibJeriaa B BOJAE, IMOCIe YeTro JIBO€ CYTOK KHIMSATAT PEaAKIIMOHHYO
cmech. [Ipoxoxnenue peakuuu koHTposmpyercs mo TCX (Sorbfil, DA:crupr 3:1). Tocne
storo aobasisitor KoCO3 no pH = 9 u skcTparupyror mpoaykt stunareratom. [locme
OCYIICHHSI ~ OPTraHMYECKOTO CJOS W  OTFOHa  PAaCTBOPUTENS  OCYIIECTBIIACTCS
NepeKpUCTAITU3aMSA B dTUJIAIeTaTe ¢ Jo0aBiIeHrneM HeOombmoro koandectsa 50%-Horo
ATaHOJIA.

CtpykTypa nOpoJyKTa peakiMyd YCTaHABIMBAETCS C NOMOIIpIO Macc- U SMP-

CIIEKTPOCKOTIHUH.
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1-metna-2,3,4,9-rerparuapo-1H-[3,4-bjJunmon

[lonryuen mo ob6meit  Meromuke. IlpencrtaBiser co0oll  CBETIIO-KOPUYHEBOE
KPUCTATMYECKOE BEIIECTBO.

Brixon cocraBuit 89%.

T, = 179-180°C. CooTBETCTBYET JUTEPATYPHBIM JaHHBIM. [11]

Macc-criektp: m/z [M+H]* 187, 05.

Brraucneno: CioHi4N2 m/z 186,26

1-(3-¢propdenni)-2,3,4,9-rerparuapo-1H-mupuno|3,4-bjunmon

B kpyrinogonHyro KkonOy, cHaOkEéHHyr0 Hacankoi Jluna-Crapka, mOMECTHIH
tpuntamud (5,00 r, 0,0312 monb), pactBopwin B Toiyosie. [anee mo6awimm 3-drTop-
oenzanpaerun 3,7 miu (3,87 r, 0,0312 monp). O6pa3oBaBiIytocs O€XKEBYIO CyCIEH3HUIO
KUISITWIIA /10 TPEKpPAIlEHUsl BBIICJIEHUS BOJBI, MPU STOM 00pa3oBaliCsl OpPaHKEBBIN
pactBop. Jlamee ynmamunum pacTBOpHUTENb, a 0OOpa30oBaBUIMECS KPHUCTAUIBI UMHUHA
OT(GUIBTPOBAIU U MPOMBUIM JUATHIOBBIM 3(pupom. Kpucramisl pactBopuin B 100 M
Boabl, nmoOaBuau 20 miu 10%-ro pacTtBopa cepHOM KHCIOTHL. PeakiMOHHYIO Maccy
HarpeBaiu npu nepememmanuu 10 50°C B TeueHue AByX cyTok. KoHTpoJb MpoX0oxKaeHUs

peakiuu ocymiectBisics o TCX (Sorbfil, DA : coupt 3:1). [anee mosenmu pH 10
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nenouHou cpebl ¢ momombio KoCO3 1 mpou3Beu SKCTPAKINIO U3 BOBI IUXJIOPMETAHOM.
Opranndecknii cinoit Obut mpocymieH Han Na;SOas, pacTBopuUTENns yHapHIH, MPOIYKT
peaKuy KPUCTAJUIU30BANU AUATHIOBBIM 3¢dupom. [locne umbTpanmm ObUIO MOTyYEHO
KOPHYHEBOE KPUCTAILUTUIECKOE BEIIECTBO.

Brixon coctaBun 47%. Tt = 181-183°C. CooTBETCTBYET TUTEPATYPHBIM TaHHBIM.

Macc-cnextp: m/z [M+H]" 267,12.

Brraucneno: Ci7H1sFN2, m/z 266,32

Mouayuenune 2-nponaprui-2,3,4,9-rerparuapo-1H-mupuno[3,4-bjunmgoioB

O6mras meronuka. B koHMYeCcKoM K0yi0e pacTBOPHIIA B aOCOJIFOTHOM alleTOHUTPHIIE
0,5 r ucxomHoro [-kapOoyiMHA, TMOCTAE HYEro M00ABWIM PACCUNTAHHOE KOJIMYECTBO
nponapruiiopomMuia, B3sSToro B 1,5-kpatHoM u30bITKe. Takke B PEaKIMOHHYIO Maccy
no6aBuau 1,5-kpaTHbIi M30BITOK OCHOBaHMS XioHWra. Jlajee peaklMOHHYIO Maccy
HarpeBatoT 10 S0°C npu nepeMemBanuu B TeueHue 3-4 yacoB. KOHTPOJIb MPOX0XKACHUS
peakiu nipoBoaar mo TCX (Silufol, DA:cupt 1:1). Tlocine nmpoXokaecHHs peaKIUuu
MIPOBOJIAT KOJIOHOYHYIO XpoMmaTorpaduro. [I[poMBIBarOT CMECHIO ATHIIANIETaTa C TEKCAHOM,
MOCTETICHHO YBEIWYHBAsl MOJSIPHOCTh. [lomydeHHBIE pacTBOPHI OTTOHSIOT M MPOBOAST
KOHTPOJIb HaxokaeHus BemiectBa B cMecsax mo TCX (Silufol, DA:rekcan 1:1). Jlanee
MIPOBOJISAT OTTOH PACTBOPUTEIS JIJIsI CMECEH, COIep KaIINX MPOIYKT PEAKITUH.

2-nponaprui-1-merui-2,3,4,9-rerparuapo-1H-nupuao|3,4-bjungon

10

a
N
H
9
[Tosryden mo oO1eit MeToANKe B BUE T'yCTOTO Maciia ¢ BBIX00M 25%.

2-nponaprui-1-(3-propodenmn)-2,3,4,9-rerparuapo-1H-nmupuno|3,4-bjungon
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[Tonyuen mo oO1IeH MEeToIUKE B BHJIE 0€I0T0 KPUCTAILTHUECKOTO BEIIECTBA.

Cruextp SIMP H (600 MI'u, CDCl3)8y ppm: 1,03 (t, 3H, J = 7,15, Et), 2,37 (dd,
1H, J; =12,99I', J, = 6,79I't, H-3), 2,63 (M, 2H, Et), 2,78 (m, 1H, H-3), 2,89 (m, 1H, H-
4), 3,23 (m, 1H, H-4), 4,53 (s, 1H, H-1), 6,93 (m, 2H, Ar-H), 7,03 (m, 3H, Ar-H), 7,08 (d,
1H, J = 7,63I'u, Ar-H), 7,12 (d, 1H, J = 7,87T'u, Ar-H), 7,16 (m, 1H, Ar-H),7,24 (m, 1H,
Ar-H), 7,45 (d, 1H, J = 7,391, Ar-H).

Crnektp SIMP *C(150 MTI'u, CDCls) 8¢ ppm: 13,26, 18,05, 48,36, 49,62, 61,06,
110,90, 111,06, 114,42, 115,76, 119,49, 120,43, 124,43, 126,66, 131,88, 134,94, 135,61,
143,30, 162,25, 163,73.

Beixon 58%. T, = 123-124 °C.

Macc-cniektp: m/z [M+H]"305,10.

Brruucneno: CigH1oFN», m/z 304,14

Moayuenne 3-(mpom-2-un-1-mwi)-2,3,6,7-Terparuapo-1H-azouuno|5,4-bjungon-
5-nj)aTaH-1-oHoB

O6mas metonuka. K wucxomnomy BemiectBy 0,0005 Monb, HaxoasmiemMycsi B
KOHHUYECKOM KoJibe, mpuiuBatoT 3-5 mul Tpudropatanona. Jlasee B peakiyio BHOCST
paccyuTaHHOE KOJIMYeCTBO 1,5-KpaTHOrO0 W30BITKA METHJIIPOIHOJaTa, IIOCIEe Yero
peakuroHHy Maccy HarpeBatoT A0 50°C npu nepeMenmBaHuy B T€UeHUEe 1-2 4acos, u
OCTaBJISIIOT TPU KOMHATHOM Temreparype B TeueHue 2-3 cyTok. KoHTpob mpoxoxaeHUs
peakiuu ocyiectsisiercs mo TCX (Sorbfil, DA:rekcan 1:5).

(E)-1-(6-(3-propdhennn)-3-(npon-2-un-1-uma)-2,3,6,7-terparuapo-1H-

azouuno[5,4-bjlungon-5-uin)rran-1-on
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[Mlo obmeit wmeromuke. [IpoaykT peaknuu ObLI MOAYYeH B BHIC O€JIOTO0
KPHUCTaJNTAYECKOTO BEIIECTBA.

Brixon 74%. T = 199-201 °C.

Macc-criekrp: m/z [M+H]*373,2.

Brruucieno: CogHosN-O, m/z372,16

(E)-1-(6-meTnn-3-(npon-2-un-1-mn)-2,3,6,7-rerparuapo-1H-azouuno[5,4-

blunpoa-5-un)rran-1-on

H3CJ

[To o01ieit MeToaUKE.

HaXOI[I/ITCH Ha CTaauH BBIACIICHUA.
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1V. BrbIBOABL.
B xone maHHOM Hay4HO-HCCIIeI0OBATEIbCKON paboThl o peakiuu [Iukre-IInenriepa
ObUTM CHHTE3UpPOBaHbl HCXoaHble |-metun- u 1-u-¢propdenun-zameménnsie-1,2,3,4-

TeTparuapo-H-KapOooIUHBEI.

[Tonyuensl cooTBeTcTBYIOIME N-TIponaprui-1-3amerniennsie-1,2,3,4-teTparuapo--

KapOOJIMHBI M U3YYEHO WX B3aUMOJICHCTBUE C METUIIPOIHOIATOM.
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