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O01mas xapakTepucTuKa padoThl

Axkmyanonocms memul. B COBpeMEHHOM IPOU3BOJICTBE CUHTETUYECKUX MaTe-
pUajoB, a TakKe NUIIEBBIX MPOAYKTOB, KOCMETUYECKUX U JIEKAPCTBEHHBIX
CPEACTB IMIMPOKO HCHONB3YIOTCS J00aBku aHTHOKcHAaHTOB (AQO), cmocoOcT-
BYIOIIIME YBEIUYEHUIO CPOKA CIY>KObl M XpaHEHHs, a TaKXKe YJIYUILICHHUIO MOTpe-
OUTENBCKUX KAYECTB JAHHBIX TOBApOB. B mocnenHue necsaTUiaeTus OJHON U3 oc-
HOBHBIX T€HJICHIIMN B Pa3BUTHUHM aCCOPTUMEHTA aHTUOKCHUJIAHTHBIX J00ABOK SIBIISI-
eTcsl co3JaHre NoJu(PyHKIUOHATBHBIX (THOpUAHBIX) AO, cpeu KOTOPBHIX BaXKHOE
MECTO 3aHUMAIOT CEPOCOIepKalllie TPOU3BOJIHbIE 2,6-TU-TpeT-0yTrdeHoa.

Panee B8 HUN xumuu antuokcuaantoB HoBocHOMPCKOTO rocyaapCTBEHHOIO
MeJJaroTMYeCKOro yHUBEPCUTETAa ObLT OCYIIECTBIEH CUHTE3 LIMPOKOIO CIEKTpa
MPOU3BOJHBIX 4-alKui-2,6-au-TpeT-0yTUI(HEHONIOB, COAEpKAaIIUX B 1-3aMECTHU-
TeJIe aTOM Cepbl B COCTABE PAIMYHBIX (PYHKIIMOHAIBHBIX TPYIII, U ObUIO MOKa3a-
HO, YTO HamOoJiee BBICOKON aHTHOKCHUIAHTHOW akTUBHOCThIO (AOA) oOnamaroT
COCIMHEHUS, COJIepIKalllie B CBOEH CTPYKTYpE paBHOE YUCIO (DEHOJBHBIX U CYIlb-
(UIHBIX TPYIII, C YAAJICHUEM aToMa Cepbl OT ApOMATHUECKOTO siipa Ha 2 U Oosee
METUJICHOBBIX 3BEHbHEB.

C npyroil CTOpOHBI M3BECTHO, YTO 2,6-IU-TPeT-OYTUI(PEHONBl YCTYyHarT IO
AHTUPAJAUKATIBHOW AKTUBHOCTU COOTBETCTBYIOIIUM MPOU3BOIHBIM 2,6-THUIUKIIO-
rekcuiadeHona. B 3Toit CBsA3M, MPeICTaBIAIOCh BECbMa BEPOSITHBIM, UTO BBEJICHUE
B MOJIEKYJIbl O-IUKJIOTEKCUI(EHOIOB THAAIKUIBHOTO (parMeHTa MNpUBEACT
K co3zmanuto AQO, mnpeBocxoAsuux M0 A(PPEKTUBHOCTH COOTBETCTBYIOIIUE
4-traankun-2,6-1u-TpeT-0y TuiaeHObI.

Jlo HacCTOSIIEr0 BPEMEHU JUTEpaTypHbIE CBEJCHUS O CEPOCOAECPKAIINX
o-iuKIIorekcuadenonax kpaiine orpanudensl. Tak, B 6azax ganusix STN Interna-
tional He3HAYUTENHLHOE YKUCIIO TUOMPOU3BOJAHBIX HUKIOTEKCUI(EHOTIOB, B CTPYK-
Type KOTOPBIX aTOM CEPbl CBSI3aH HEMOCPECTBEHHO C apOMATUUYECKUM SJIPOM UJTU
OTJIEJIEH OT HETO OJHHUM METHUJICHOBBIM 3BEHOM; YIIOMHUHAHHUM O COCAMHEHUSX, B
MOJIEKYIaX KOTOPBIX aTOM CEpbI OT/EJIEH OT IUKJIOTeKCHUI3aMeIEHHOTO (hEeHOb-
HOTO s/Ipa Ha HECKOJIbKO METUJICHOBBIX 3B€HbEB, HE BCTPEUACTCHI.

B ar10i1 CcBs3M, yenvro HacTOsIIEH pabOTHl SABWINCH CHUHTE3 U UCCIEI0BaHUE
MPOTUBOOKUCIUTEIbHONU aKTUBHOCTH M-TUAATIKIII-0-ITUKJIOTEKCHIIPEHOIIOB.

B mporecce BbImosiHEHUS paOOThl MPEANOIArajioch PEIIUTh CIEAYIOIre
3a0auu:

1. Ilpeanoxuthb crocoObl MOJyYEHUsT MOJYNPOAYKTOB JIJIsi CUHTE3a CEPOCO-
JepKallnuX O-IUKIOTEeKCHI(PEHOIOB C HMCIOJIb30BAHUEM JOCTYMHBIX PEareHTOB.



2. OcymiecTBUTh CHUHTE3 CEPOCOJAEPKAIIMX MPOU3BOAHBIX O-LIUKIOTE€KCHII-
(heHOJIOB Pa3IUYHOTO CTPOCHUS.

3. Ilposectu uccinenoBanne AOA CHHTE3UPOBAHHBIX COSMHEHUN B Pa3iiny-
HBIX MOJIENIbHBIX CUCTEMAaX B CPAaBHEHUU C TPET-OyTUII3aMEeIIEHHBIMUA aHAJIOTAMU.

Hayunana  noeusna. llpennoxeHsl  albTEpHATUBHBIE IYTH  CHUHTE3a
N-THAATKUI-0-IIUKIOTeKCUI(EHOIOB, UCXOS U3 JOCTYIHBIX CUHTOHOB — ()eHoJa
U 0-Kpe3o0a.

BrnepBeie mpoBeneHO ankuwinpoBaHue 4-(y-rajoreHnponui)PpeHosoB HUKIO-
FeKCEeHOM M IMKJIOIreKCaHOJOM, 2,0-TUIUKIOTSKCUII- U 2-METHI-O-ITUKIIO-
reKCUI(PEHOJIOB — aJUTMJIOBBIM CIIUPTOM. BbIJIeNIeHbl 1 0XapaKTepU30BaHbl OCHOB-
HbI€ MPOAYKTHI 3TUX B3aUMOJECUCTBUU — 2-IUKIOT€KCWI-, 2,6- U 2,5-TUIUKIO-
reKcuia-4-(y-raJoreHnponui)PpeHomnsl, 2,6-TUIUKIOTeKCHI- U 2-METHUII-6-1TUKII0-
rekcuii-4-(y-ruIpoKCUnponui)heHoMblI.

VYcranoBneHo, 4ro  3(PQGEKTUBHBIM  KaTaJIU3aTOPOM  AJIKWJIMPOBAHUS
n-anKuiI(QeHoI0B MUKIOTEKCEHOM sSIBJseTCs XiaopHas kucioTa (10-57 macc. %).

Bnepsslie OCYILIECTBIIEH CUHTE3 l-annunoxcu-2,6-IMIHUKIOreKCHII-
u 1-amunokcu-2-MeTui-6-1IMKIOreKCUIIOEH30JI0B U UX TePMHUYECKasl Meperpyr-
MUPOBKa B 4-alnui3aMelieHHbie ()eHOBI.

Ha ocHOBe CHHTE3UpPOBAHHBIX O-LUKJIOTeKCUI(PEHOJIOB, COAEpXKAIIUX B
N-TIOJIOKEHUU Y-TAJIOTEHIIPONUIbHBIE, Y-TUAPOKCUIPOINMWIbHBIE U aJUTUJIbHBIC
3aMECTUTENH, MOJYYEHBI CEPOCOAEPKAIINE COEAUHEHUS PA3JIMYHOTO CTPOCHUS —
MpeACTAaBUTENIM HOBOU IpyNIibl MOJU(YHKIHOHATBHBIX (heHOMbHBIX AO.

Cunrte3upoBano 6osiee 40 HOBBIX, HE OMUCAHHBIX paHEE B JIUTEPATypPE COEIU-
HEHUM.

IIpoBeneno cpaBHuTeNbHOE UccieqoBaHue AOA CHUHTE3UPOBAHHBIX COCIUHE-
HHUH BO B3aUMOCBS3U CO CTPYKTYpPOW B Pa3IMUYHBIX MOJECIbHBIX cucTtemax. s
psla COCIMHEHUN BIIEPBbIE U3MEPEHBI KOHCTAHThI CKOPOCTH B3aUMOCHCTBUS
C MEpPOKCUJIHBIMM paJuKajJaMH KymoJsa, cThpona u wMerwiodeara. [lokasano,
YTO BBEJCHHE aTOMa OMBAJICHTHOW Cepbl B ANKWIbHBIM 7-3aMECTUTENh MOHO- U
OUSIIEPHBIX O-ITUKIIOTEKCUII(PEHOJIOB TPUBOJUT K 3HAUYUTEILHOMY YBEIUUYEHUIO UX
cymmapsoit AOA.

Hayunasa u npaxmuueckasa 3nauumocms. Ilpennoxen 3pPeKTUBHBIN NYTh
CUHTE3a 2,6-IUIUKIOTEKCUII- U 2-METHI-6-ITUKIOTeKCUI-4-THaanKui()eHoI0B U3
¢eHona u o-kpe3ona. Paspaboranbl 3(Q(PEKTUBHBIE METOAMKU MOIYYEHUS
4-(y-ranoreHnponui)- u 4-aaui3aMeliéHHbIX 2,6-TUIUKIOTeKCHIT- U 2-MEeTUII-6-
UKJIOTEKCHI(PEHOIOB — KIIFOYEBBIX MOJYINPOAYKTOB CUHTE3a MOJU(]YHKIIMOHATb-
HBIX (PEHOJIBHBIX COEUHEHUM.



B psigax cMHTE3UpPOBAHHBIX COCAUHEHHUHN BBISBICHBI 3aKOHOMEPHOCTH M3MEHE-
HUsg AOA B 3aBUCUMOCTH OT UX CTPOEHUS U MPUPOJBI CyOCTpaTa OKUCIEHUs, KO-
TOpbIe MOTYT OBITh UCTIOJIb30BAHbI TPU CO3/IJaHUH HOBBIX THOpUIHBIX AO.

Y CTaHOBJIEHO, YTO HEKOTOPHIE W3 CUHTE3UPOBAHHBIX COCUHEHUN CYIIECTBEH-
HO TIPEBOCXOAT MO 3P(HEKTUBHOCTH UCIIOIB3YEMbIE B IPOMBIIIJIEHHOCTH aHAIOTH
U MOTYT HAaWTH NPUMEHEHHE B KAYECTBE TEPMOCTAOMIM3ATOPOB JUIsl MOJIUMEPOB,
MHHEPAIBHBIX MACEN U JIUIUI0COAEPKAIUX MPOAYKTOB.

ITo manHbIM HccnenoBaHuil, mpoBeaeHHbIX B HUM knnMHUYeCKOM MMMYHOJIO-
ruu CO PAMH, 2,6-IUMIMKIOreKCHI- M 2-METUII-6-IIMKIOT€KCHUI-4-110 1CIUJI-
TUOMETUIDEHOIBI 7 ViVo TMPOSBISIOT T€HaTONPOTEKTOPHBIE U MPOTHBOBOCIIAIN-
TEJbHbIE CBOMCTBAa U MOT'YT HAWTU NPUMEHEHHE B KaueCTBE OMOJIOTUYECKH aKTHB-
HbBIX BEILICCTB.

Anpooauyua padomel. Matepuaiibl JuccepTalvy J10KiIaabiBaIiuch Ha [V Bcee-
poccuiickoil KOHPepeHIIMU MOJOJbIX YU€HBIX «COBpEeMEHHbIE MPOOJIEMbI Teope-
THUYECKOM M IKcmepuMeHTaabHou xumum» (CapatoB, 2003), Ha Bcepoccuiickoi
KoH(epeHuu MosioAbiX yuéHbsix U 11 mkone um. akan. H.M. Dmanyansa «Oxuciie-
HUE, OKUCIUTENbHBIN cTpecc, anTuokcunantoe» (Mocksa, 2006), na VI u VII Me-
KIyHapoaHbIX koHGepeHuusx «buoantuokcunant» (Mocksa, 2002, 2006).

Ilyoaukayuu. OcHOBHOE cojiepxaHue paboThl oTpaxeHo B 14 nybnukanusax (5
cTaTed B pELIEH3UPYEMBIX JKypHaiax, 3 MaTeHTa u 6 Te3ucOB JOKIAOB).

Cmpykmypa u 06vem padomupl. Jluccepranusi COCTOUT U3 BBEICHUS, MSTH IJ1aB
(iutepaTypHbiii 0030p, TPHU TJIaBbl OOCYXKJEHUSI PE3YyIbTATOB COOCTBEHHBIX HC-
CJIe/IOBaHUN U SKCIIEPUMEHTANIbHASL YaCTh), BHIBOJIOB, CIIUCKA IUTUPYEMOIl JUTE-
patypsbl (245 HauMEHOBAHUM, BKJItOYasi COOCTBEHHbIE MyOJHUKAIIUA aBTOpA IO Te-
Me paboThl) U mpuioxkeHut. OOmuit o0beM nuccepranuu (0€3 MPUIOKEHUN) —
161 ctpanuila, OHa WILTIOCTpHUpPOBaHa /8 TabaunaMu u 9 pucyHKamH.

HuccepranionHas pa0oTa BBINIOJIHEHA B paMKax KOMIUIEKCHOW YHUBEP-
cuteTcko TeMbl «CHUHTE3 U HCCleIOBaHUE MOIU(DYHKIIMOHATBHBIX (PEHOIBHBIX
AHTUOKCUAAHTOB» (HoMep rocynapcrBeHHoi peructpauun 01.200.209186).



OcHoOBHOE cojepxxaHue padoThl

Cunte3  (yHKIMOHAIBHO-3aMEIICHHBIX  A-aJIKUI-0-IIUKIOTEKCUI(EHOIOB
MOXHO OCYIIECTBUTh JBYMsI albTEPHATUBHBIMH NYTSIMU: O-aJTKHUIUPOBAHHEM
(YHKIIMOHAIBHO-3aMEILICHHBIX 1-AIKUI()EHOJIOB WM BBEJICHHEM 3aMECTUTENS B
n-TI0JIOKEHUE o-IUKIoreKkcuiaderonoB. Hamu Obutn peann3oBaHbl 00a 3TUX MO/I-
xoja. B mepBoM ciydae B KauecTBE MCXOJHBIX CHHTOHOB MCHOJIb30Banu 4-(y-
raJioreHIponuI)peHobl, BO BTOPOM — (P€HOI U 0-KPEe30JL.

Ilonyuenue yuxnozexcunzameuiennoix 4-(y-canozennponun)phenonos

AnkunupoBanue 4-(y-rajgorenmnponui)denosioB (I) ocymecTBIsIN MUKIOTEK-
CEHOM M LHKJIOI€KCAaHOJIOM B MNpUCYTCTBYMH pa3zinuuHbix H-kucimor (H,SOu,
H;PO,4, HCIO4, HBr) npu atMocepHOM AaBiIeHUU C BapUAlUSIMU MOJBHOTO OT-
HOILIEHHS pEareHTOB, TEMIIEPATyphl U JJIUTEIbHOCTH CUHTE3A.

Haunyumme pe3ynbTaThl ObUIM JOCTUTHYTHI NpU Ucnojib3oBaHuu 10-57 %-i
HCI1O, 1 nukinorekcena npu 120 °C: B 3TOM cilydae OpoLECC MPOTEKAI C BHICOKOM
CKOPOCTBIO COTJIACHO CIIEAYIOUIEN CXEME MPEBPAICHUN:
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CeHyg H' CH g H'
_— —_— _|_
Hilg Hilg Hig Hilg

(la,0) (Ila,6) (Illa,0) (Vla,6)
eoe Hlg = Br (la—1Va) unu CI (16-VI0)

[Ipu monpHOM oTHOmEeHnn pearentoB (Ia,0) : HCIO, : C¢Hyy paBHOM
1:0,2:2,054 ocHOBHBIMU OPOAYKTaMHu peakiuu siBisiuch uzomepsl (11a,0) u
(IVa,0), mpu Hlg = Cl ux oTHOCUTENBHOE cOfepkaHue cocTaBisuio ~ 13 u 87 %,
npu Hlg = Br—~ 5 u 95 %, COOTBETCTBEHHO.

Nzomepst (1) u (IV) pazmensiiu xpomaTorpadueil Ha CUIIMKaresie, a TakxKe
OCHOBBIBasiCh Ha WX pasznuuHod pactBopuMoctu B CCly u rekcane. CoctaB u
CTPOCHHE JAaHHBIX COCAUHEHUN (KaK U BCEX JPYTrUX CUHTE3UPOBAHHBIX HAMU MPO-
JIYKTOB) TOJATBEPKIECHBI AJIEMEHTHBIM aHalM30M M CHEKTPAIbHBIMU JTaHHBIMHU
(SIMP 'H, TX-MC).

HampaBneHHbIN CHHTE3 MOHO-IIUKJIOTeKCHUII3aMeIIEHHBIX Tpou3BoAHbIX (I1a,0)
OCYIIECTBIISUIM TIPU MOJIBHOM OTHOIIeHuu peareHtoB (la,0) : HCIO, : C¢Hjy paB-
HoMm 1 :0,2:0,5-1,25; Beixoasl — 44-50 % (mocyie MeperoHKu MoJa BaKyyMOM).



Ilonyuenue cepocoodeprcawux npou3e00HbIX HA OCHOGE
0-UUKI02eKCUI-N-(p-2an02eHnPonu1) henonoe

Ha ocnose ranorennponmidenonoB (II) — (IV) namu 6butn mosyyeHsl pa3nuy-
HBIE CepOocoJIepKalllie MPOU3BOAHBIE COTJIACHO CIENYIOIEH CXeMe MpeBpaIeHMI:
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CuHTE3BI OCYIIECTBISUIA TI0 METOAMKAM, pa3paOOTaHHBIM PAaHEE ISl TTOTYICHHSI
COOTBETCTBYIOIIMX  MPOU3BOJHBIX HA OCHOBE  O-TPET-OyTHII-7-((W-TajJoTeH-
ankmn)enonos' . JIaHHbIC METOMMKH ITOKA3aIH XOPOLIYI) BOCIIPOU3BOINMOCTD —
MPAKTUYECKUAE BBIXOIBI CEPOCOEPIKAMNX O-ITUKIOTEKCHI(PEHOIOB COCTaBUIH 48-
85 %. B wactHocTH, Ha ocHOBe Opommponuidenona (Illa) ¢ ucnonb3zoBaHuem Mme-
TOMKH’, Pa3pabOTAaHHON paHee ¢ yJ4acTHeM aBTOPA AMCCEPTAIMH, IS TOTyUCHHS
crabunuzaropa CO-3 ObUl MOJYy4YEeH HUKIOTeKCHUI3amenlEéHubiil ananor CO-3 —
ouc-[3-(3,5-gunukinorekcmi-4-ruapokcuapun ))nponui |cyabpus (V).

Cunmes gpynkyuonanvno-3ameuiennpix 2,2 ’-ankunuoenoucghenonos

Ha ocHoBe 2-nukiorekcun- u 2-TpeT-0yTui-4-(y-rajoreHnponui)heHoaon
HaMU ObUIM CHHTE3HPOBaHbI COOTBETCTBYIOIIMNE 2,2’ -aNKUIHIeHOUC-(4-THaaaKnI-
(eHoIIBI) — cepocoepKalue aHAIOTH U3BECTHBIX MPOMBIIUICHHBIX CTa0UIN3aTO-

1 .
ITunko II.M. CuHre3, cBOWCTBa M AaHTUOKUCIIUTENbHAs aKTUBHOCTh ®-(4-THIPOKCHAPHII)-

AJIKAHTHOJIOB U TPOM3BOJHBIX HA UX OCHOBE : — JUC. ... KaHA. xuM. Hayk / HI'TIY — HoBocu-
oupck, 2003. — 162 c.; Kanganunuesa H.B., IIpocenko A.E., [Tro6uenko O.1., Crosuos E.C. //
KOpX. —2001. —Ne 9 (37). — C. 1317-1320.

* Crioco6 monyuenus 6uc-[(4-oxcudenmn)ankun]cymsdumos: Iat. 1370952 PO / [Ipocerko
A.E., Iluuko I1.M., MapkoB A.®. u ap. (1993).



poB 2,2’-meTmiieHouc-(4-metun-6-mukiorekcmidenona) (Vulkanox ZKF) u 2,2°-
MetuiieHouc-(4-metun-6-rper-oyrundenona) (Antioxidant 2246):

R'COH, HCI
HO Hg —  »

3

R’SH, OH\

20e R = cyclo-CsH;; unu t-Bu, R' = H unu Me, R’ = Et uiu Bu

Aﬂkuﬂupoeauue 0-14111(‘]10281(6‘”]14)8”0]108 auiuji06bImM CRUpmMoOm

B xadecTBe MCXOAHBIX CHHTOHOB MCIOJIB30BaNU 2,6- IMIUKIOTEKCHI- U 2-Me-
TUn-6-nuknorexkcundenonsl (VIa,0), moaydeHHble HaMH MO peakiuaM (peHosa u
0-Kpe30Jia C IIUKIOTEKCEHOM B IPUCYTCTBUU (PeHOIISITA (0-KPE30JITa) aIFOMUHUS.

[lepBoHauanbHO oOCyIIEeCTBISUIM ankuiaupoBanue ¢enona (VIa) amnmunoBbiM
ciuproM B npucytctBuu NaOH B ycnoBusax, npemioxkennbix A.Il. KpbicnHbiM
U1l TIOJTyYEHUS 4—(y—er[p0KCI/IHp0HI/IJ1)—2,6—ﬂH—TpeT—6yTI/IJI—(1)eH0J1a3, BBIXOJ 1IE-
neBoro ankanouna (VIla) mpu stom coctaBui 14 %:

NaOH
H + ~_-on DNOH_ OH

3

(Vla,0) (Vla,0)
20e R = cyclo-C¢H;; (Via, VIla) unu Me (V16, VII6)
BapwupoBanuem monpHOTO OTHOIIEeHHs peareHToB (VIa : C3H;0H : NaOH —
1:2-8:0.1-1), Temueparypsl (160-200 °C) ¥ JIUTENLHOCTH CHHTE3a HAM YIAI0Ch

MOBBICUTH BBIXO ankanona (VIla) no 42 %, T.e. B 3 pa3a.
AHanoruyasiM o0pa3zoM ¢ BeixoAoM 39 % Obu1 nonydeH u ankanon (VIIO).

? Croco6 momyuenus 4-(y-okcunpomnun)-2,6-mu-tper.6yrundenona: A.C. 858306 CCCP / Kpsi-
cun A.Il., Xanukosa H.Y., Horuna H.U. u gp. (1979).



Ha ocnoBe ankanono (VIla,0) momyuyanu cooTBeTcTByMOIUE 4-(y-rajoreH-
nponut)(peHobl, KOTOphIE, B CBOIO OYEPEb, UCTIOIB30BAIMN /JII CUHTE3a CEPOCO-
nepxkamux coenqunenuil. Tak, kunsguenneM ankanosioB (VIla,0) ¢ xonn. HBr mo-
ny4danu 6pomnpousBoHbie (Beixoq — 70-76 %), narpeBanuem ¢ SOCl, u [IM®DA —
XJIOPIPOU3BOIHBIE (BBIXOT — 82-85 %).

IHonyuenue n-annun-o-yuxnozekcuighenonos
U NPOU3B0OHBIX HA UX OCHOBE

CuHare3 4-THaanKuia3aMEIIEHHBIX 2,0-IHIUKIOIeKCHI- B 2-METHI-O-IHKIIO-
reKCHJI(PEHOJIOB OCYIIECTBISIIN TaKXKe Yepe3 aNIIIbHbIE TPOU3BOIHbIE:

CH,=CHCHHIg 200 oc RISH
Vlia,o, SR!
Va0 orertenco K,C05 6 Me,CO N AMBH :
uau R

NaOH 6 IM®A
(V iy (1X) (X)

_ _ 1 _
- ’ - L6 ] - ’
20e Hlg = Cl unu Br, R = cyclo-CsH;; unu Me, R* = (CH,),0H, Bu unu C;,H,5

[IpakTryecku koiM4ecTBEHHBIX BbIX0J10B 3¢upoB (VIII) mocturanu npu uc-
MOJIb30BAHUM 2-X KPAaTHOTO M30BITKA aJUTHIITAJIOTeHUAa U TPOBEJCHUHU Mpoliecca B
npucyrcTeud NaOH B cpene IM®A mpu 20-40 °C.

Cnenyer otMeTuTh, 4yTo B 06a3ax nanubsix STN International coenunenus (VIII,
[X) He ynomuHaroTCsi. 9TO MO3BOJISAET CUYUTATh, YTO MPHU BHINOJHEHUU HACTOSIIEH
paboThl HAMH BIEPBbIE ObLIA OCYIECTBICHA NeperpynnupoBka Kiaitzena B psiay
O-LIUKJIOT€KCUII3aMEIEHHBIX (PEHOJIOB.

[To peakuusim n-anmundenonon (IX) ¢ THomaMu pa3IUYHOTO CTPOCHUS B MPU-
CyTcTBUU a30-Ouc-uzo0ytuponutpuwia (AUBH) ¢ Beixogom ao 85 % mnonyyanu
cynbdusl (X), a mocpeacTBOM MPOBEACHUS THAPOOOPUPOBAHUSI-OKUCIICHUS — aJl-
kaHoJibl (VIIa,0) ¢ Beixomom 83-86 %.

Ha npumepe coenunenus (Xa) HaMu ObUTA OPOWICHBI PA3JIMUHbIC TYTH CUHTE-
3a 4-aTKWITHONPONUA-2,0- IUITUKIOTEKCHII(PEHOIOB COTJIACHO HUKENPUBEAEHHOMN
CXEeME U MPOBEJIeHa CPaBHUTENIbHAsS OlleHKa UX 3P ()EKTUBHOCTH B pacuére Ha HC-
MOJIb30BAHUE B KAYECTBE MCXOJIHOIO CHHTOHA He3aMeléHHoro (enosa. Brixon
cynbduaa (Xa) B pacuere Ha UCXOJHbIN (PEHOI MO MyTHU CUHTE3a Yyepe3 OpoMIIpo-
mundenon (Ia) cocraBun ~29 %, gepes ankanon (VIla) — ~ 16 %, gepes ammmi-
npousBoanbie (VIla, IXa) — 50 %.

[
C Touku 3pCHHA BBIXOJ0B, KOIMYCCTBA TCXHOJIOTHYCCKUX CTAJJMM , 4 TAKKC

Y Ocobenno ¢ yaérom Toro, uro cunre3 sdupa (VIla) u ero meperpynnupoBKy B 4-ayuini-
denoun (VIIla) MOXKHO IPOBOAUTE B «OJTHOM cocyze» 0e3 BoiaeneHus (Vila)



KOJIMYECTBA U Ce0ECTOMMOCTH PACXOJHBIX PEareéHTOB W pacTBOpUTENell, Oosee
MPEANOUYTUTENIbHBIM TPEJICTABIISIETCS MyTh CUHTe3a (Xa) depe3 aJTUIIpOU3BO/I-
ueie (VIlla, 1Xa). [To Bceld BUAMMOCTH, UMEHHO 3TOT IMYTh MOXET OBITH B MeEp-
CIEKTUBE PEan30BaH B IMPOMBIIIJIEHHOM MacIiTabe U MO3BOJISIET pacCMaTpPUBATh
4-aNIKUITHONPONUII-2,6-TUIUKIOTEKCUI- U 2-METUII-6-ITUKIOreKCUII(PEHOIbI KaK
MOTEHIMAJIbHbIE MPAKTUYECKHE AaHTUOKCHAAHTBI, a AM-aJUIAI-0-IIUKIOTeKCUII-
(heHOJBI — KaK KJIFOYEBbIE MONTYNPOAYKTHI UX CUHTE3A.

H OH —> HO‘@XX"”
/ 3 3
75 % 9205 (19

Br— H

OH / 75 %
0 0o
3
VIl
\ / Vi, ,
H

64 %

S
3 “CipHs

(1a) 3

65 % (u3 la)
70 % (u3 Vila) 85 % (u3 Illa)
85 % (u3 IXa)

(Xa)

=N~ —>» H
(Villa) (IXa)
96 % 96 %

Cunmes n-muomem qu-O-MuK'JlOZeKClUl¢eHOJ108

Hapsiny ¢ ankuntuonponuizaMeiéHHbIMU TPOU3BOJHBIMU Ha OCHOBE (hEHO-
noB (VI) Hamu ObUIM TOJYYEHBl U COEAUHEHMS] OCH3MJIBHOTO THUMA — OCHOBAHUS
Mannuxa (XI), cuMMmeTpuuHbie U HecumMeTpuuHble cynbpuast (X1, XIII):

2
Hzco Me,NH / (XIIa,ﬂ)
H

AcOH

R (VIa,o) R (X1a,0) N:
6*9
C12H25

(XIIla,6)
20e R = cyclo-CsH;; (Vlia, XI-XIlla) unu Me (VI1o, XI-XI110)

Brixoasr coequnenuit (XIa,0) coctaBmmm 58 u 74 %, (XIla,0) — 82 u 76 %,
(XIIIa,0) — 79 u 78%, COOTBETCTBEHHO.
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CornacHo nanHbIM noucka B 6azax ganHbix STN International cpeau cunte3u-
poBanHbix Hamu coeauHeHui (II-XIII) Tonbko 4-muMeTHIaMUHOMETHII-2,6-1T1-
nuknorekcwidgenon (Xla) wu  6uc-(3,5-aunukinorekcui-4-ruipokcuOeH3MII )-
cynbdup (XIla) Obutn panee onucaHbl B IUTEPAType IPYTUMH aBTOPAMHU.

Hccneoosanue aHmupaOuKaJlbuoﬁ akKmuenocmu
CUHmME3UPOBAHHbBIX COCOUHEeHUIL

OO0 anTUpaaUKaNbHOW AaKTUBHOCTU CUHTE3WPOBAHHBIX COCIMHEHUN CYIWIIU IO
BEJIMYMHAM KOHCTAHT CKOPOCTEW MX B3aUMOJICUCTBUSI C MEPOKCUIHBIMU PaJHKa-
JaMu k7 M CTEXHUOMETPUUYECKUM Kod(PUIIMEeHTaM WHTUOUPOBAHUS f, YUCIECHHO
PaBHBIM CpEIHEMY YHCITY IeNel OKUCIIeHUs, OOphIBAEMBIX B pacuere Ha OJHY ¢e-
HOKCWJIBHYIO TpyIIy uHruoutopa. Benuuunsl k7 u f onpeaensii B MOJIEIbHBIX
peakiusax naunuuposanaoro AMBH okucienus kymona (60 °C), ctupoina (50 °C)
U MeTuioieara B xiopoensosne (60 °C) ¢ npuBieueHHEM MaHOMETPHUYECKOTO Me-
TOAAa, OCHOBAaHHOTO HA M3YYEHUU KUHETUKHU TMOIJIOLIEHUS] KUCIOPOJia B MpoIecce
WHTUOUPOBAHHOTO OKHUCIICHHUS.

OCHOBHBIE 3KCTIIEPUMEHTHI IO OKUCICHUIO Kymouna npooawn pu [AUBH] —
3-6 MM, ckopoctu nHmiuupoBanus W; — (0.38-1.44)e107 Mec ', mmmHe memneii
OKHCIICHHS 11 — >76 3BeHbeB; koHneHTpanun AO — (2.5-5.0)+10° M; mo okwucie-
HEEO ctrpona — npu [AUBH] — 0.07-0.12 M, W; — (2.53-4.10)10 " Mec ', n > 116,
[ArOH] — 0.27-0.44 MM; no okucieHHIO MeTuioneata B xjopOensoine (1:1 mo
06bemy) — mp [AUBH] —12 MM, W; — 5.12¢10 *Mec ', n > 56, [ArOH] — 0.3-0.6
MM. Bce u3zmepenus npoBoauiv B 5-8-KpaTHOM MOBTOPHOCTH.

W3 nannbix Tabn. 1 (mpuBeneHbl CpeaHUE 3HAUCHUS k7 CO CpPeAHEKBAApPATHY-
HBIMU OTKJIOHEHUSIMHU) CJHEAYeT, 4TO 2,0-TUIUKIOTEeKCHI- U 2-METHII-6-IIUKIIO-
reKCHJIPEHOJIBI MPEBOCXOAST CBOM TPET-OyTUI3aMENIEHHBIE aHAJIOTH 0 PEeaKIu-
OHHOM CIMOCOOHOCTH B OTHOIIICHUM aKTUBHBIX PAJIMKAJIOB — 3HAYCHUSI BEJIUYUH k7
JUISl COOTBETCTBYIOIINX COCAMHEHUN pa3INyaloTCs MPpU OKUCICHUU KyMOJia U CTHU-
pona B 4,3-8,6 pa3a, npu OKUCIeHUH MeTrioneara B 1,5-2,3 pasa.

[Ipu nepexoxae OT 2,6-TULUKIOTEKCUI- U 2,6-IU-TPET-OyTHIPEHOIOB K COOT-
BETCTBYIOIIUM 71-Kpe30JiaM HaOJ01alioch cyliecTBeHHoe (B 2,5-2,6 pa3a) yBenu-
YeHUe 3HAYCHUM k;; BMECTE C TEM, 3aME€Ha METHJIBHOTO /-3aMECTUTENsI Ha OyTHII-
TUOMPONWIBHBIN, TOJECUUITHOMETUILHBIA WM JUMETUIAMUHOMETHIBHBIA B
MEHBIIIEH CTENEeHU OTpa)kajach Ha PEaKIMOHHOW crnocoOHOCTU (eHonbHoi OH-
TPYIIIIbL.

Momnosinepusie 2,6-n1u-TpeT-0yTuiizameniéHnble (EHOIbl XapaKTepU30BaIUCH
OJIM3KUMU 3HAUYCHUSIMU k7 BO BCEX paccMaTpUBAEMbIX MOJIENIbHBIX cyOcTpatax. B
TO K€ BpeMS ISl COOTBETCTBYIOIIUX 2,0-TULMKIOTEKCUI- U 2-METUII-6-1IUKIIO-
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rekcuipeHoJIOB HaOI01alIOCh YMEHBIIICHHE 3HAYEHUN k7 IPU MEPEX0/ie OT OKHUC-
JICHUS ApOMATUYECKUX YTIEBOJOPOJOB K OKUCICHUIO METUIIOJIeaTa.

I[lo Bcell BUAUMOCTH, O-IUKIOTEKCHI(EHOIbl PpPEArupyroT ¢ MEePOKCO-
pagukaiamMu 0oJjiee aKTUBHO, YeM UX TpeT-OyTUiI3aMelIEHHbIE aHaIOTH, BCIIECT-
BH€ MEHBIIETO MPOCTPAHCTBEHHOTO JKpaHupoBaHus ¢enonpHor OH-rpynmebl.
OTOT ke (PaKkTop CIOCOOCTBYET 00pPa30BaHUIO BOJAOPOAHBIX CBSI3EH MEXIy MoOJe-
KyJJaMHd METUJI0JeaTa U O-IUKJIOTeKCUI(EHOIOB, YTO MPUBOJIUT K CHHXKEHUIO pe-
aKIIMOHHOM CIOCOOHOCTH MOCIEAHUX MPU OKUCIECHUU Ha3BaHHOTO cyOcTpara.

JInst coeiuHeHui, NpeICTaBICHHBIX B Ta0d. 1, IpU OKUCIECHUU KyMOJIa U Me-
TUJI0JIeaTa HaMu ObUTH ompeiesieHbl Ko puireHTsl nHruOuposanus f. [Ipu sTom,
o-u3aMelEéHHble coeuHeHus 4 U B B 000MX MOJEIBHBIX CyOcTpaTax Xapakrte-
PU30BAINCH 3HAYCHUSIMU [ OJU3KUMHU K 2, a i 2,5-AUIUKIOTEKCHII- U 0-MOHO-
TpeT-OyTunzameménnbix cyiabdunos (XIV) u (XV) npu okucieHuu metuioneara
ATOT MOKa3aTesb MPUHUMAaN 0oJiee BHICOKHUE 3HaUeHUs ~3. BeposiTHO, 3TO CBSA3aHO
¢ pexkomOuHaruen dherokcunoB coeauneHu (XIV) u (XV) ¢ obpa3zoBanuem au-
MEpHBIX (DeHOTBHBIX COCIUHEHHIT, CIOCOOHBIX JaIee 0OPHIBATH LEMH OKHCICHHS. "

W3 ananu3a KMHETUYECKUX KPUBBIX, MOJYUYEHHBIX MPU OKUCICHUU KyMoOja B

NpUCyTcTBUU MeTmieHOuchenonoB C, cieayer, yTo MHTMOMPOBAHHE OCYIIECT-
BIISIOCH NBYMs THUNaMu ¢eHonbHbIXx OH-rpynm ¢ pazHbiMu 3HaueHusMU k;. [lpu
stoM, Vulkanox ZKF u AO 2246 npu oKuCIEHUH KyMoJa 1o OOJIbIIUM 3HaYEHU-
am k7' B 1,5-1,9 paza npeBOCXOIUIIM CBOU n-THAaNIKUI3aMeléHHbie aHanoru (XVI)
u (XVII).

M3BectHO®, uTO HesKBMBaJIeHTHocTh OH-rpynmnm B Momekynax 2,2’
METWJICHOUC(EHOJIOB CBsA3aHa ¢ 00pa30BaHUEM BHYTPUMOJIEKYISPHON BOIOPOI-
Hoit cBs3u (BBC). Ilo Bceil BUIMMOCTH, pa3Mephbl n-3aMECTUTENEH B cllydae Co-
equnenuit (XVI) u (XVII) He mo3BOJISIIOT MOJIEKyJIaM MPUHATH KOH(pOpMAIHIO,
ONTUMAJIbHYIO i1 oOpasoBanusi BBC, BcnenctBue 3TOro BOAOpOJHAsl CBSA3b B
Monekynax coenuHenui (XVI) u (XVII) oka3biBaeTcsi MeHee MPOYHOM, a €€ aKTHU-
BUpPYIOIIIEEe BO3JIEHCTBHE HA PEAKLIMOHHYIO criocoOHocTh OH-rpynmel, aToM BozO-
poaa KOTopoi He 3a7eicTBoBaH B oOpazoBannu BBC, MeHee BhIpakeHHBIM.

[Ipu okuciieHNH CTUPOJIA U METUJI0JIeaTa JJisl yKa3aHHBIX METUIEHOUC(HEHOIOB
OIpeeNsuIi OAHO 3Ha4eHUE k7, COOTBETCTBYIoLIee Oosee akTuBHOM OH-rpynme.

Bo Bcex ciyuasix, 3a uckiaouenuem coenuHenus (XVI) npu okucieHun Kymo-
7a, METUICHOUC(HEHOJIbI MPEBOCXOAWIN IO 3HAYeHUsIM k; MOHOsJEpHbIE 2,6-
TUIUKIOTEKCUII- U 2,6-TU-TPET-0yTHIIPEHOIBI C AHATIOTUYHBIM 71-3aMEIIEHUEM.

* Porunckuii B.A. ®eHOIbHBIE AHTHOKCHIAHTBL: PeakIMOHHas CIOCOGHOCTD H 3 MEKTHBHOCTb.
— M.: Hayka, 1988. — 247 c.

> [enanos B.®., Xaputonosa A.A., 'magpimes I'.I1., Omanysns H.M. // Kunetruka u karanus. —
1977. — Ne 5 (18). — C. 1261-1267

12



ouc-[3-(4-euopoxkcuapun)nponun]cynvguoos (mun B) u

3nauenus koncmanwmol ckopocmu k;
O0J151 MOHOSIOEPHBIX 3AMeUeHHbIX (heHoN08 (mun A),

2,2 -memunenobuc(4,6-ouanrkungernonos) (mun C)

Tabmumna 1

AHTHOKCHUIAHT k7°1074, M ec!
i 0-3aMECTUTEITN n-3aMECTHUTEINb | MUGp | KyMOJT | CTHPOI MeTHIIoTIeat 1
XJI0pOeH30I1e
A |cyclo-CgHyy cyclo-CgHyy H 6,2+0,9 |4,5+04
A |cyclo-CgHyy cyclo-CgHy, Me 16,0+ 2,8/17,0+ 1,2 4,7+0,2
A |cyclo-Ce¢Hycyclo-C¢Hyy|  (CH,);SBu 19,5+2,6/15,0+£2,4] 4,0+0,3
A |cyclo-CgHy cyclo-CgHyy| CH,SCi,Hys | XMa 11,8 +2,4(15,2 + 3,0
A |cyclo-Ce¢Hycyclo-C¢Hy | CH,NMe, Xla |17,2+3,2(13,0+ 1,0 5,1+£0,3
A |cyclo-CgHy, Me CH,SC,;H,s | XIII6 |10,1 £1,0/12,6 £0,5
A |cyclo-C¢Hyy Me CH,NMe, XIo 14,8 +2 32+04
A t-Bu t-Bu H 0,96 + 0,2
A t-Bu t-Bu Me nonon| 2,4+04 [25+0,5| 2,604
A t-Bu t-Bu (CH,);SBu 25+0,5(124+0,5| 2,5+0,3
A t-Bu t-Bu CH,SC,H;s 2,0£0,2]2,1+0,3
A t-Bu t-Bu CH,;NMe, 20+£04 13,004 | 2,2+0,2
B |cyclo-CsHyy|cyclo-CeHy,y VvV 120,0+1,7({152+3,0| 3,5+0,3
B |cyclo-C¢Hy,y H XIV (17,2 +£4,5% 2,0+ 0,2%
B t-Bu t-Bu CO-3(24+02|23+04| 2,1+04
B t-Bu H XV [42+04 1,9+0,2
C eyelo-CH,, Me ZKF 310”25 f 01”16 348+5,0
C|  eyelo-CeHy, (CH,);SBu | XVI 126”52; 02”59 33,9+ 438
C t-Bu Me 2246 27,2%0,7 30,8 6,0/ 4,6+1,1
1,6 0,4
C t-Bu (CH,);SEt | XVII 117,’695 (i f 27,0500 53+0,6

* B maHHOM ciydyae 3Ha4eHUs k; MpUBEIEHBI I Ouc-[3-(2,5-qunukinorekcun-4-
rupokcuapun)nponui|cynbpuaa (XIV); Bce ocranbHble MIPEACTABIECHHBIE B TaHHOMN
Ta0JINLIE COEAMHEHNS 3aMECTUTEINEH B M-TI0JIO)KEHUH HE HMEIOT
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Hccneoosanue CyMMtlpHOﬁ AHMUOKCUOAHMHOU AKMUGHOCMU
CUHmMe3upPoO6aAHHbIX COCOUHEeHUIl

Cymmapnas AOA — 3To crtocOOHOCTh HUHTUOUTOPA TOPMO3UTH LIEMTHOE OKUCIIE-
HUE OPTraHWYECKUX BEIIECTB B PEATbHBIX YCIOBUSAX UX MPOU3BOJCTBA, HKCILTyaTa-
WU, XPAHEHUS U T.II.

Tuaankundenosbl ABISOTCS NONMUPYHKIUOHATIBHBIMU AQO, U UX CyMMapHas
AOA onpegensieTcss TpeMsi COCTABJISIONIMMHU: aHTUPAAUKATIBHONW AKTUBHOCTBHIO
(dbeHonpHOTO (hparMeHTa, NPOTUBONEPOKCUTHON aKTUBHOCTBIO CYJIb(UIHON TpyII-
bl U CUHEPTUYECKON KOMIOHEHTOM, 00YCIIOBIIEHHONW OJTHOBPEMEHHBIM MPUCYTCT-
BHEM Ha3BaHHBIX (YHKIIMOHAIBHBIX Irpynn B Mosiekyse AO.

CymmapHyro AOA CHUHTE3MpPOBAHHBIX COCIAUHEHHII B CPaBHEHUHU C TPET-
OyTUI3aMElIEHHBIMUA aHAJIOTAMU U3YYalll B MOJICJIbHBIX PEAKIUIX TEPMUUYECKOTO
CaMOOKHUCIICHHUSI TIPE/ICNIbHBIX YIIIEBOIOPOIHBIX (Ba3eIMHOBOE MACIIO, TeKCaIeKaH )
U unuaHeiX (Jspa) cyoctpatoB. O0 3P(HEKTUBHOCTH MHTHOUTOPOB CYJUIIHU IO
BEJIMYMHE NEPHOJIa UHIAYKUIUU (T), KOTOPYIO ONpeaeisiin rpaduueck Mo 3KcIre-
PUMEHTAJIBHO TOJIYYEHHBIM KUHETHYECKUM KpHUBBIM. Bce m3MepeHus mpoBOJIU-
JUCh B 3-5-KpaTHON MOBTOPHOCTH, B TaOJ. 2,3 MpeACTaBICHbl CPEAHUE 3HAUCHUS
BEJIMYUHBI T CO CPETHEKBAIPATUYHBIMU OTKJIOHEHUSIMHU.

[lokazaHo, 4TO NOpPW OKHUCJICHUWM KaK Ba3€JIMHOBOTO Macjia, TaK M JiApja
2,6-TUIUKIOTEKCUII-1-KPe30Jl YCTynal MO HHTHOMPYIOIIEMY JEUCTBUIO CBOEMY
TpeT-OyTUi3aMeEHHOMY aHaory HoHoiy (tabn. 2). Bmecte ¢ Tem cepoconep-
Kallhe COCIUHEHUs, KaK MPaBUio, CYMECTBEHHO npeBocxoammu no AOA coot-
BETCTBYIOIIUE /1-KPE30JIbl, YTO CBUJETEIBCTBYET O MPOSIBICHUN COYETAHHOIO MPO-
TUBOOKHUCJIUTEIHHOTO JEUCTBUS UX (EHOIBHBIX U CYIb()UIHBIX TPYIIIL.

[Ipn oxwucneHun Ba3eIMHOBOrO Macia 2,6-IULUKIOreKCUI- W 2-METHII-
6-1MKI0TeKCUII(EHOIBl OJJHO3HAUYHO TpeBocxoamwin no AOA cBou 2,6-1u-TpeT-
OyTuUi3aMelIEHHbIEC aHAJIOTH — B ClIy4ae 7-aJKUJITHONPONIIbHBIX COSIMHEHUN — B
1,6-2,7 pa3a, B cimyyae mpou3BOHbIX OeH3UIIbHOTO THNa — B 8,1-16,7 pa3za.

[Ipu okucienuu asipAa B paay THONPONUI3aMENIEHHBIX coeuHeHuit 4 u B 60-
nee 3(pPeKTUBHBIMU OKA3IUCh MPOU3BOJIHBIEC 2,6-AU-TpeT-OyTHideHona, B paay
MOHOSIIEPHBIX OCH3WJIBHBIX COEJUHEHUN A — MNPOU3BOJIHBIE O-ITUKIOTEKCHII-
(heHomnoB; B Toke BpeMs OucheHObl D ¢ pa3IMuHbIM 0-3aMEIICHUEM Majo pa3iu-
yanuch no AOA.

Ha npumepe crabunuzatopa CO-3 u cynbduaa (V) 6bU10 mokazaHo, 4YTO CEPO-
cojJieprKalllie MPOU3BOAHBIE 2,6-TUIMKIIOTeKCUII(hEeHOa TPEBOCXOAT COOTBETCT-
Bytouue 2,6-n1u-tper-0yTuiiheHomnsl He Toiabko o AOA, HO U IO TepMOCTa0UIb-
HocTu. COrylacHO JaHHBIM TEPMHUUYECKOTO aHajik3a MpPU HArpeBaHUU HA BO3IYyXe
oOpasen; cynspuga (V) tepser 5 % wucxomuoit maccel mpu 270 °C, CO-3 —
npu 225 °C.
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Tabmuna 2

Tlepuoovl undyKyuu oKUCIeHUs: 8A3eIUHOB020 MACILA U JISAPOA, UHUOUPOBAHHO2O
MOHosI0epHbiMU 2,4, 6-mpuzamewennvimu henonamu (mun A),
ouc-[3-(4-euopokcuapun)nponun]cyrvgpuoamu (mun B)
u ouc-(4-euopoxcudenzun)cyrvpuoamu (mun D)

AHTHOKCHUIAHT [eproa uHAYKIUK*, MUH
THII 0-3aMECTHTEIH n-3aMeCTUTEIb | MHUpp Ba3CIHOBOC TP,
MAacJIo

A | cyclo-C¢Hy,y | eyclo-CgHyy Me 21+5 108 £8
A | cyclo-C¢Hy,y | cyclo-CgHyy (CH,);SBu 223 £ 12 120+ 5
A | cyclo-C¢Hyy | eyclo-CgHyy | (CH,);SCiHys | Xa 90+4
A | cyclo-C¢Hyy | eyclo-CgHyy | CH,SCi,Hys | Xllla 237+ 8 978 + 23
A | cyclo-C¢Hy, Me (CH»);SBu 366 £ 10 100 £5
A | cyclo-C¢Hy, Me CH,SC,,H,s | XIII6 284 £+ 8 990 +£43
A | cyclo-C¢Hyy H (CH,);SBu 65+5
A t-Bu t-Bu Me HMOHOJ 43+£5 162+ 8
A t-Bu t-Bu (CH»);SBu 136 £5
A t-Bu t-Bu (CH,);SC,H,s | XVIIL 126 + 8 265+ 13
A t-Bu t-Bu CH,SC,,H;; 17+2 272+ 8
A t-Bu H Me 78+ 3
A t-Bu H (CH,)3SC,Hs 92+5
B | cyclo-C¢Hy, | cyclo-CeHy,y \Y% 184 +7 113+6
B t-Bu t-Bu CO-3 72+5 287+ 6
D | cyclo-C¢Hy; | cyclo-CeHy, 144+ 6 232+ 8
D | cyclo-C¢Hyy Me 121 £2 195+9
D t-Bu t-Bu Th-3 15+2 198 £ 8

* Oxwucienne BazenuHoBoro Macia nposoguwiad npu 180 °C u Cpao = 1,75 MKMOIB/T
st AO tumna A u 0,875 mxmous/t 1t AO tunos B u D; msapaa — npu 130 °C u Cyo

= 2,75 mxmons/T st AO tuna A u 1,375 mxmons/t mias AO tunos B u D

Ilepuoowt undykyuu (1) oKucieHus eekcadexkaua,

UHSUOUPOBANH020 MOHO- U busideprbimu (enonamu, 190 °C

Tabmuna 3

AO ZKF XVI 2246 XVII CO-3 | wonon | XVIII
Cao, MM | 0,875 0,875 0,875 0,875 0,875 1,75 1,75
t,MuH | 30+3 | 186 +10 | 34+2 | 223+£10 | 38+3 | 18+3 | 72£5
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B moxpenpHO#N peakiuu CaMOOKHUCIICHHUS TeKkcajaekaHa (Tabi. 3) mokaszaHo,
YTO BBEJCHUE CYJIb(PUIHOTO (parMeHTa B n-aJKUIbHBIE 3amecTuTenu 2,2’°-
METUJIEHOMC(EHOJIOB MPUBEIO K CYIIECTBEHHOMY yBennueHutro AOA — cyib-
¢unpr (XVI) u (XVII) no cnocobHOCTH UHTHOUPOBATH CAMOOKHUCIICHHE T'eKca-
JieKaHa 3HAaYuTeNbHO (B 6,2-6,6 paza) NMpeB30IUIM CBOU MPOTOTUIHI — MPOMBIIII-
nennble cradbunuzatopsl Vulkanox ZKF u AO 2246, a Takxe cepocoaepKailuii
aHajgor umoHosia — 4-(y-goaemmiTronponui)-2,6-au-tpet-oytundenon (XVIII)
B 2,6-3,1 paza u crabunuzatop CO-3 — B 4,9-5,9 pa3a.

[To nannbIM UccenoBanui, nposeaeHHbIX B HUW ximmHndeckon uMMyHoI0-
ruu CO PAMH, 2,6-IMIUKIOreKCcuiI- U 2-METHII-0-ITUKIOTeKCHUI-4-101CIIAI-
tuometunipenonnl (XIla,0) in vivo B ycnousix CCly-uHIyIIupoBaHHOTO TOKCH-
YECKOIr0 remaruTa y MbIIIeH OKa3bIBalOT IeNaTOlUTONPOTEKTOPHOE ACHCTBUE,
CHMXAIOT  COJepKaHME  MaJOHOBOTO  JAWAlbAeruja B  MEUYEHHU U
C-peakTUBHOro 0ejka B KPOBU IKCIEPUMEHTAIbHBIX >KUBOTHBIX, YTO CBHJIE-
TEIBCTBYET O HAJIMYMMU y HA3BaHHBIX COCAMHEHUN IenaTONpOTEeKTOPHON U Mpo-
TUBOBOCHAIUTENHHON aKTUBHOCTH.

BoiBOABI

1. OcymiectBieHo ankuiupoBaHue 4-(y-Opommponwn)- u 4-(y-xjaoprnpomnun)-
(beHONOB IMKJIOTEKCEHOM; BBIJEIEHBI U OXapaKTepU30BaHbl OCHOBHbBIC
MPOAYKTBl 3TOTO B3aUMOJIEUCTBUS — COOTBETCTBYIOIIME 2-IIUKIOTEKCHUII-,
2,6- u 2,5-punuknorekcui-4-(y-ranorennponui)penonsl.  [IpeayioxeHbl
METOJIMKA CHHTE3a 2-IUKJIOTeKCUI- M 2,6-TUIUKIOTeKCHI-4-(y-TajloreH-
npon1)PeHosoB 1Mo peakiusiM 4-(y-raaoreHnponui)PeHoIoB ¢ UKIOTeK-
CEHOM B MPUCYTCTBUM KAaTAITUTUUYECKUX KOJUYECTB XJIOPHON KUCIOTHI.

2. Ha ocHoBe 2-TpeT-OyTwuii- ¥ 2-UUKIOTEeKCUI-4-(y-raJIoOreHIPOnui)-PEeHO0IO0B
CUHTE3UPOBAHBI COOTBETCTBYIOIIIHE (yHKIIMOHATBHO-3aMEIEHHBIE
2,2’ -ankunuieHOuCcPpeHobl, COAepKaIllle B 7-3aMECTUTENIE aATOMBI TaJIoreHa,
THUOJIbHBIE U CYJb(QUIHBIE TPYIIIHI.

3. Tlo peaknusiMm 2,6-AUIUKIOTEKCHI- U 2-METUI-6-IIUKIOTeKCUI(DEHOIOB ¢
QJUTJIOBBIM CIUPTOM U AJUTWIITAJIOTEHHUAAMU TOJYYEHbl BaXKHBIE MOJYIPO-
IYKThl CHHTE3a MOJU(PYHKIIMOHAIBHBIX AHTUOKCHIAHTOB — COOTBETCTBYIO-
ue 4-(y-rugpokcunponui)denonsl (¢ Beixogom Ao 42 %) u 4-amnui-
dheHoms! (¢ BIXoaoM > 90 %).

4. Ha OCHOBE CHUHTE3UPOBAHHBIX O-IIUKIOTEKCUI()EHONOB, COJIEpKAIIUX B
N-TIOJI0KEHUU Y-TaJIOTEHIIPOTUIIbHBIE, Y-TUAPOKCUIPOIUIIbHBIE U AJTTUIbHBIE
3aMECTUTENH, MOJYUYEHbl CEPOCOACPKAIINE COSTUHEHUS PA3TUYHOTO CTpOE-
HUS — MPEJICTABUTENM HOBOM rpyMNIbl MOAUGYHKIIMOHAIBHBIX (DEHOIbHBIX
AHTUOKCHJIAHTOB.
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5.

Ha ocHoBe 2,6-AUIUKIOTEKCHI- U 2-METHII-O-ITUKIOTeKCHI(EHOOB Yepes
cootBeTcTBYIOMKE N,N-IUMETUITHAPOKCUOCH3UIAMUHBI MMOTy4YeHbl Ouc-(4-
TUAPOKCUOCH3WIT)- U JOACHII-4-TUAPOKCUOCH3WICYIb(UIBI, B TOM YHUCIE
HOBbIE, HE OMTMCAHHBIE paHee B JIUTEpaType.

JIns psima CHHTE3UPOBAHHBIX COCAMHEHUN OIpEeiIeHbl BEIMYUHBI KOHCTAHT
ckopocTeil (k;) B3auUMOAEHCTBUS C TEPOKCUIHBIMU paJuKallaMH KymoJia,
ctupoiia u metuioineara. [lokazaHo, 4To B psiiy UCCIEIOBAHHBIX COEIUHE-
HUWA HE3aBUCUMO OT CTPOCHUS N-3aMECTUTENS 2-METUI-6-IIMKIO-TeKCUI- U
2,6-TUUIUKIOreKCUI(EHOIbI IO BETUYMHAM KOHCTaHTHI k7 MMPEBOCXOAST CBOU
TpeT-OyTUiI3aMenIEHHbIE aHAJIOTH MPU OKUCIIEHUU KymoJia U ctuposa B 4,3-
8,6 pa3a, mpu OKUCIIEHUU MeTuiiojieata B 1,5-2,3 pasa.

VY CTaHOBIIEHO, YTO A-THAAIKUI-O-IIMKIOTEKCUI(DEHOIbI MPOSBISIOT BbIpa-
KEHHYI0O MHTMOUPYIOIIYI0 aKTUBHOCTH B OTHOILIEHHH TEPMHUYECKOrO CaMo-
OKHCJICHUS Ba3eJIMHOBOIO Macja, reKcajJiekaHa W JiApJa, U IpU 3TOM, Kak
MPaBUJIO, 3HAYUTEIHHO MPEBOCXOAAT MO 3PHEKTUBHOCTH O-TPET-OYTHII-
3aMelI€HHble aHanoru. CHHTE3UPOBAHHBIE COCIMHEHUS MOTYT HAaWTH Ipak-
TUYECKOE MTPUMEHEHHE B KaUeCTBE TEPMOCTAOUIN3aTOPOB MUHEPATbHBIX Ma-
Cel U JIPYTHuX CUHTETUYECKUX MaTepualioB, aHTUOKCUJAHTOB JJIsl JTUIUJICO-
JepoKalluX MPOAYKTOB, a TAK)KE KaK OMOJIOTMYECKU aKTHUBHBIE BEIIECTBRA.
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