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®YPAHOBBIE U TUO®EHOBBIE OKCHUMBbI: CUHTE3,
PEAKIIMU U BUOJIOTHUYECKASA AKTUBHOCTb*

(OB30P)

OO000meHs! TaHHBIE IO CHOco0aM MONyYeHHs M peakuusiM (ypaHOBHIX U
THO(QEHOBBIX AJTBIOKCUMOB, KETOKCHMOB M aMHIOKCHMOB. OT/EIBHO paccMoT-
PEHBI CHHTE3 HOBBIX T'eTEPOLUKIOB M3 (pypaHOBBIX M THO(GEHOBBIX OKCHMOB U
OCHOBHBIE IIyTH HCCIICOBAaHUSI OWOJOTMYECKOH aKTUBHOCTH HPOU3BOJHBIX
OKCHMOB.

KunroueBsbie ciioBa: okcuMel, THOGEH, hypaH, Onoiorndeckasi akTHBHOCTb.

1. CUHTE3 ®YPAHOBBIX 1 TUOPEHOBbLIX OKCUMOB

1.1. CunTe3 AJBAOKCHMOB U KE€TOKCHMOB

Knaccnueckuit meron cuHTe3a (ypaHOBBIX OKCHMOB OCHOBAaH Ha B3aUMO-
JNCWCTBUM allbACTHIAa WIH KETOHa C COJNSHOKHCIIBIM THIPOKCHIAMHHOM
B npucyrctBu NaOH/H,O [1], 2 N Bomn. KOH/EtOH [2], K,CO4/EtOH [3]
nmu NaOAc [4]. B kadecTBe OCHOBaHUSI B CHHTE3€ OKCHMOB CIIyXaT THIPO-
OKHMCH MarHus, IMHKa M Kaublus. Tak, peakuuu ¢ypuia- U THEHHITIHOKCA-

noBeix kucinot 1 ¢ NH,OH'HCI B Boze B npucyrcteun Mg(OH),, Zn(OH), nin
Ca(OH), maror 2-(2-rHAPOKCHUMHHO)YKCYCHBIC KHCIOTBHI 2 C COIACpPIKaHHEM
cun-u3omepa 80-98 % [5].

NOH
@COCOOH NH,OH-HCI, H,0, Mg(OH),, @H
Zn(OH), bkb  Ca(OH), C—COOH
X = X
1 2
X=0,5

2-(7-Otundenzodypun)rimokcans 3 ¢ NH,OH-HCI B npucyrcTBum arerara
HAaTpusi B BOJHO-CIIUPTOBOM pAacTBOpe naeT Z-u30Mep OKCHUMa 7-3THII-
Oen3o(dypaH-2-unrianokcaist 4 B KauecTBe eAMHCTBEHHOIO MpojayKkTa. Boccra-
HOBJIEHHE OKcuMa 4 OOPTUAPHIOM HATPHsI IPUBOJUT K 00pa30oBaHmI0 cMecH E-
1 Z-N30MEPOB O-THAPOKCHAIbI0KcHMa 5 [6].

* [locesamraetcs mpod. JI. Y. benenbkomy B cBsi3u ¢ ero 70-eTrem.
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NH,OH-HCI, NaOAc, Q

N cocho _EtOH, H,0 g N C—CH=NOH
0 o)
Et
3 OH L Ftza
N | NaBH,, MeOH
CHCH=NOH
0
Et
5(E/Z=4:1)

IMpn B3auMOAEHCTBUM HATPUEBON comM  2-0KCO-4-(2-THEHMIT)OyTEHOBOM
KHCHOTHl 6 ¢ ruapokcunamuHoM, nomxydeHHbIM U3 NH,OHHCI u mernnara
HaTpUs, B KauecTBE OCHOBHOTO TMPOAYKTa PEAKUUH BBIJCIECH OKCHUM
THAPOKCAMOBOM KHUCIOTHI 7/ ¢ BbixogoM 51.8 %. IloBbllieHHas peakiMOHHAS
CIOCOOHOCTD COMH 2-0KCO-4-(2-THeHHT)0yTeHOBOW KUCIIOTHI MO CPAaBHEHUIO C
STHJIOBBIM 3(PUPOM 2-0KCO-4-PeHUIOYTaHOBOM KUCIOTHI TPU B3aUMOJICHCTBUU
C THUAPOKCHJIAMHUHOM CBsI3aHa C HaJMYUEM COMPSDKEHHBIX JBOWHBIX CBS3EH
B UCXOJHOM MOJIEKYJIE U Pa3IMYUeM B CTPOCHUHN THEHWIBHOMN IpynIHpoBKH [7].

@\ NH,OH, MeOH _ @\ HOH

S CH=CHCOCOONa S CH=CH-C-CONHOCH
6 7

VYkazaHHbIE METOABI YCIICHIHO MPUMEHEHBI B CHHTE3E O-QyPHIANOKCHMOB
[8] 1 okcumoB 2-aneTwi-3,4-ouc(rugpoxcumeTtin)dypana [9].

Cunte3 QypaHOBBIX OKCUMOB B HEKOTOPBIX CIy4asiXx MOKET OBITh OCYIIECTB-
neH B kucnoit cpene. Hampumep, E-nzomep okcuma S-HUTpO-2-hypaHKapO-
anpaeruia 9 Jerko moiydaercs u3 S-HUTpo-2-QypaHkapOanbaeruga 8 B npu-
cyrcreun NH,OHHCI/H,SO, B Boge [10].

/@\ NH,OH- HCI, H,S0,, H,0, 40 oc> /@\

oM 0" cHo ON"  "0" "CH=NOH
8 E-9

Oxcum  2-(5-aurpodypan)riarokcanpaeruaa 11 Moxer OBITh IONyUYEH
peakuueii 2-anetwn-5-uurpodypana 10 ¢ aJKHJIHUTPUTOM B TMPUCYTCTBUH
KOHII. HzSO4 [11]

—_—

oON O  ‘coMme ON O "COCH=NOH

10 11

/@\ RONO, H,SO, /@\
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Heoxunnannoe obpazoBanue ¢QpypaHoBoro okcnMa 14 mpowcxomuT B peak-
UM [UKIonpucoeauHeHust pypana 12 k 3-HuTpo300yT-3-eH-2-0Hy. MHTep-
MeauaT JaHHol peakimu — 1,2-okcaszul 13 nerko m3omepusyercst B okcum 14
IIpu KOMHATHOW TeMIiepaTrype B TedeHue IByX 9acoB [12].

COMe r 7
H,C=C
e s o
0 - O 'CH,-C-COMe
12 14 75%

Huknmuaecknii HUTpoamkeH 15 B mpucyTcTBHHM XIOpOYTHHONA W mpem-
BuOK naet mpomsBogHOe okcnMa auruapodypana 17. Obpa3oBanue mpoayKTa
17 npoucxomut uepe3 [1,3]-cHrMaTponHyO MEeperpyNIupOBKY HHTEpMeIuaTa —
BuHWIHUTpHTA 16 [13].

NO, OH cl
t-BUOH = |
—_—

NOH
0]

15 - 16 - 17

ANTUITHUTPONPOU3BOAHBIE B KHUCIOW cpelle B NMPUCYTCTBUHU AHa30MeTaHa
MPEeBpAIaIOTCs B COOTBETCTBYIOIIIE HEHACHIIIEHHBIE KETOOKCUMBL. Hampumep,
2-aneruntroded (18) u 2-guMeTnnaMuHO-1-HUTPOAITHIIEH B OCHOBHOW cpejie
JIETKO 00pasyioT KaJlMeBYI CONlb 4-HUTpO-1-(2-Trenwn)-2-0yren-1-ona (19).
[ocnenyromast peaknus wHTepMenuara 19 ¢ KOHIIEHTPUPOBAHHOW COJSTHOM
KHCIOTOH ¥ JIMa30METaHOM JIAIOT B KAadecTBE CIMHCTBEHHOTO IPOAYKTa
4-ruipoKCUUMHHO-1-(2-Tuennn)-2-0yren-1-on (20) ¢ Beixomom 48 % [14].

/ \ * Me,N-CH=CHNO, EtOK, EtOH
S COMe
18 1) HCl
{ \ 2) CH,N
S C-CH=CH-CH=NO, K’ $” "C-CH=CH-CH=NOH
19 20

E-Oxcum  5-Hutpo-2-¢ypankapOanpaeruna u  2-(2-HUTpOBUHWI)DYpaH
obpasyrorcs u3 S-uurpodypankapoOanpaeruga u N-(1-Gpypuin-2-HUTpodTHII)-
rugpokcuiamMuaa peakuuen Koyma B mMarkux ycnoBusix. OOpa3oBaHHE 3TOTO
OKCHMa ITPOUCXOJUT Yepe3 HUTPOHHBIN HHTEepMenuat [15].
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1.2. CuHTe3 KapOOTrHAPOKCHMOMIXJIOPHIOB

Hambonee pacnpocrpaneHHbI crmocod cuHTe3a 2-pypaHKapOOTHAPOKCH-
MOWJIXJIOPUIOB OCHOBAaH Ha JIGHCTBHM HHUTPO3WIXJIOPUAA HAa OKCUMBL Tak,
5-nponsBojiHbIe 2-(hypaHKapOOTUAPOKCHMOMIXIOPUIOB 22 OBUIH JIETKO TOMY-
YeHbl B3aMMojelcTBHEM cooTBeTcTByommx okcumoB 21 ¢ NOCI/ELO.
[TpoaykThl 22 NETKO MPEBPAIAIOTCS B COOTBETCTBYIONIHE CYNIbL(UIHBIC POU3-
BOJIHBIC OKCUMOB 23 peakilieli ¢ THOJIaMU B MPUCYTCTBHU TPUITHIAMKHA [ 16].

]\ NOCI, Et,0, 20 °C / A\ RSH, Et,N
X" 0" "CH=NOH X7 70T CeenoW T
21 /@\ 22 él
— > X 0" “c=NoH
23 LR

X =NO,, 2-, 3-b 4-NO,C,H,, R = Ph, CH,Ph, CH,(2-a ehbk)

[MoxoxuM MeTosoM OBUIM MOJYYEHBI MPOHM3BOAHBIC (YHTHIUAHOTO
N-(N-meTtunkapbamonnokcH)hypananeTuMugonxiaopuia [17].

[IpousBoaneie 2-anetundypana 24 JerkO pearupyroT ¢ OyTHIHUTPUTOM
B ipucyTcTBun cyxoro HCl u 00pa3yioT XJOpHpou3BOIHBIE TIHOKcais 25.
Coenunenust 25 B MPHUCYTCTBHH 0-(QEHWICHINAMHHA W YKCYCHOH KHCIIOTBI
JarT 2-THAPOKCUMHUHO-1,2- TUrHApOXHHOKcATUHbI 26 [18, 19].

/@\ BuONO,HCI,PhH> /@\ﬁ I\|IOH -

R o COMe 53-59 % c-c-Cl

24
j atybktyl bfvby
AcOH
_ 0,
R=H, NO, 26 51-71 %

[MoyuuTh OXKHIAEMBIN THAPOKCUMOMIXJIOPH] PU XJIOPHUPOBAHHU OKCHMA
2-pypankapbanpiaernaa (27) OEH3WITPUMETHIAMMOHUUTETPAXIOPHOAATOM
(BnMezN*Clyl") He ynaercs, Tak kak (ypaH JIErko raJoreHMpyeTcss B KOJbIIO.
BmecTto HEro ¢ XOpOIIMM BBIXOJOM BBIJICICH OKCHUM S-xXJI0p-2-hypaHKapO-
anpreruga (28). Coenunenue 28 ymaercs NpeBpaTHTh B COOTBETCTBYHOIIMMA
rusipokcuMonxiiopun (29) numb B3aumoseiictBueM ¢ N-XIIOpCYKIIMHUMUIOM
(NCS) B mumetundopmamuze [20].
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/ \ Bn MesﬁCI4l,_CH2CI2 / \

> — >
0" "CH=NOH cl 0" "CH=NOH
27 28 83 %
NCS, DMF, 0 °C I\ o
> |
Cl 0" "C=NOH
29 60 %

Bpommetui(5-uutpo-2-pypun)keron (30) ¢ NaNO, /AcOH B kadectBe
SIMHCTBEHHOTO TMPOAYKTa JaeT |-OKcuM S-HHUTPO-2-(hypHITIHOKCHIIOMII-
opomuna (31). Tlpoaykr 31 oOpa3yeTcs B pe3yabTaTe HUTPO3UPOBAHUS aKTHB-
HOM MeTHJIeHOBOM Tpymisl B ketone 30 [21].

O NOH
NaNO,,, AcOH, H,0,15°C
AN, eeemnees [ A )
O,N 0~ TCOCH,Br O,N 0 C-C-Br
30 31

1.3. ®ypanoBbie U THOQEHOBBIE AMHUAOKCHMBI

®OypaHOoBBIE U THOPEHOBBIE AMUAOKCUMBI H3BECTHBI YKe Oosee cTa jieT [22].
OTH COCTUHEHUS IUPOKO MCIONB3YIOTCS Kak OMOJIOTHMYECKH aKTHBHBIE Bellle-
CTBa, a TAKXXE NPUMEHSIOTCS B Ka4eCTBE TEPMOUYYBCTBHUTEIBHBIX 3JICMEHTOB
[23]. BeisBieHbl OpH3aHTHBIC CBOWMCTBa (QypaH-2-amuaokcuma [24]. Ot
COCAMHEHHsT OOBIYHO TMONYyYaldd pPEeKIHeld COOTBETCTBYIOIIUX HUTPUIIOB C
NH,OHHCI B mpucyrcreun KOH/EtOH [25, 26] niun NaHCO3/MeOH/H,O
[27]. HemaBHO moOKa3aHa BO3MOXHOCTh CHHTE3a MNPOM3BOAHBIX 2,8-mu(N-
TUAPOKCHaMHIUHO ) AubeH30¢ypaHa u 3,7-1u(N-ruIpoKCHaMuIMHO ) TUOSH3THO-
¢ena 33 peaknuedi TUHUTPUIOB 32 ¢ TUAPOKCHIAMUHOM. CHHTE3MPOBAaHHBIC

COCIMHECHMSI TECTUPOBAHBI B KAa4yeCTBE CPENCTB MPOTUB Pneumocysis carinii
[28, 29].

NH,OH.HCI, NaOEt, EtOH

= X
NCU U—CN -
N W4
X
32 I\iOH l|\IOH
HN O X O NH,
o5 33

—_—
X =

2-OypankapboomopdoaugokcuMbl 34 TONTydeHbl peakuuen 2-(ypankap06o-
THIPOKCUMOMIXIIOPHIIOB 22 ¢ MopdoarHOM B 3dupe [16].
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| j
Cl
22

X =NO,, 2-,3-b 4-NO,C.H, 3 0

[ToxazaHa BO3MOXHOCTh MOJY4YeHHS MPOU3BOAHBIX [30], amKUIMpOBaHHBIX
o aMUHOTpYIIe amuIokcuMa. Hanpumep, B3auMoieiicTBrue 3-IMaHOMETHI-5-
stunbenszodypana (35) ¢ NH,OH/EtONa u ruapoxiopumom N-(2-xmopatuin)-
Mopdonuna/Bond. NaOH mpusoautr k N-ankunamugokcumy 36 B KauecTBe
ocHoBHOro mpoaykra. Coenunenue 36 NPOSBISIET BBICOKYIO aHTHUTHUIEPTO-
HUYECYIO aKTHBHOCTb.

CH,CN 1) NH,OH, EtONa

A\ N
l
O Et 20  NCH,CH,CI
35 \—/ Hcl
NaOH, H,0 CH,-C-NHCH,CH,N 0
A\
NOH
O Et
36

C BTOpMYHBIMH aMHHAMHU pEarupyloT HE TOJIBKO KapOOTHAPOKCHMOMII-
XJIOPUABI, HO U HEKOTOpble HUTPWIOKCUABL. Tak, peakuus S5-HUTpo-2-(ypHil-
autpriokcunaa (37) ¢ asupuaunom B 3¢upe npu 0 °C maer okcum 1-(5-Hurpo-2-
(dhypomn)azupuauna (38) ¢ Berxogom 80% [31, 32].

oN" o7 cno ’ZOC|
N

2. CTPOEHUE ®YPAHOBBIX U THO®EHOBbBIX OKCUMOB

Crektpockornusi IMP — onuH u3 HauboJiee HAJASKHBIX METOJOB OIpee-
JICHHSI CTPYKTYPBI H30MEPHBIX OKCUMOB. KiTacCHUeCKUM METOIOM OTIpe/ICIICHHUS
E-,Z- w3omepun (ypaHOBBIX W THO(DEHOBBIX OKCHUMOB SIBJISICTCS CpaBHEHHUE
BEJIMYMH XHMHYECKUX CIOBHIoB “anpaerugHoro mporoHa” (Hg) B obeux
reomerpuueckux (opmax. brmaromaps eiusuuio rpymmnsl NOH curnan Hy B
Z-uzomepax y okcuMoB S-apuidypdyposor 39 cusuraercs Ha 0.4-0.5 m. 1.
B Ooniee cuibHOE TOJE MO cpaBHeHHIO ¢ E-m3omepom [33, 34]. Ha ocHoge
aHann3 KCCB Jyons caenaHbl BBIBOJBI O IMPEANOYTHTEIBLHOW KOH(pOpMAIUU
OOKOBOM IIeMH OTHOCHTEIBHO TUIOCKOCTH (YpaHOBOTO IIMKJIa BO BCEX
HCCIIEyeMbIX H30Mepax.
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/ A\ /A

p-RCH; O —n R p-RCH; O N
Ho H, OR
Z- 39 E- 39
R =H, COMe; R'=H, CI, Br, NO,

Jns onpeneneHuss KOHQUIypaluy yCIIEIIHO HCIONb30BAaHbl I'€MUHAJIbHbIE
KCCB Ji5y.Ho, 3HaueHHs KOTOPBHIX cTepeocnenubuudbl (iss Z-u30MepoB
J=14.0-17.5Tu a nis E-usomepos — J = 0.45-2.60 I'r) [34, 35].

Crekrpsr SIMP 'H, *C u °N okcumoB 5-3aMeleHHBIX ¢bypdypona [34] u
2-anierunypana [36] wsydennl JnetanbHO. Omnpeaenensl KCCB  mexmy
IPOTOHAMH KONbLA M OKCHMHOI rpymmsl. Ananmus KCCB 'H-'H ¢ yuerom nx
cTepeocneln(UUHOCTH IOKa3bIBACT, YTO E-M30Mepbl B IOJIAPHOM IUMETHII-
Ccynb(hOKCHIe UMEIT S-mpaHc-, a Z-u3oMepbl — S-yuc-koHpopmarmio [37].
Hus oxcuma S-tpuMmermncunmi@ypdyposa ompenerieHbl 3HAaKH TMPSIMOU U
remuHansHoii  KCCB  C-"N. IIpyu mnoakuciaeHUU PacTBOPOB OKCHUMOB
2-anetwndypaHa, a TaKkKe NPHU BBEACHHM T'aJOI€HOB B METWIBHYIO TPYIILY
OKCHMa 2-alleTI-S-HuTpodypana conepkanue Z-n3oMepa MOBBIIIAeTCS.

Jus omnpenenennss KoHGUTypaunu (QypaHOBBIX H THO(EHOBBIX OKCHMOB
ucnonb3yroT npsmelie KCCB Bc-¢ MEXIY SApamMu OKCHUMHOIO yIiaepoja U
OMMKAMIIUM  YTIIEPOJHBIM aTOMOM TeTepOIMKINYecKoro Qparmenta [38].
KCCB BC-3C B E-msomepax (HemojieNeHHas mapa aroMa a30Ta HaXOXHTCS
B YuC-OPUEHTALMN K B3aUMOJECHCTBYIOIIUM sApaM BC) nourn Ha 15% IIPEBBI-
IIAr0T TaKoBbIe B Z-u3oMepax Ha 8—10 ['m.

[IpousBogHbIE OKCUMOB 2-alleTUATHO(PEHA AETAIBHO UCCIIEI0BAHBI METOAOM
AMP 'H [39]. Curnan MeTWIbHOH TIPYNIbl Z-H30MEPOB STHX OKCHMOB
capuraercs Ha ~0.1 m. 1. B OoJee CHIIBHOE TIOJIe TI0 CPABHEHHIO C E-H30MEPOM.
Iloka3ana Takxe BO3MOXKHOCTb OTAEJICHHUS U30MEPOB C MOMOIIBIO KOJIOHOYHOMH
xpomatorpadun. IleperpynnupoBka E- m Z-H30MEpOB OKCHMOB allE€THUIITHO-
(ena mpoucxoaut ¢ obpa3zoBaHMEeM paznUYHBIX aMuioB (cM. 3.4). Kondop-
MAalMOHHOE HCCIIeIOBaHWE TUOKCHMOB IOKazano, 4ro 2,5-audopmuitnodpex
cozxepxwut tpu usomepa (E,E-, Z,Z- u Z,E-) [40].

JIOBOJIBHO YacTO MpH XPaHEHWH WM HarpeBaHuu Z-W30MEpPOB OKCHMOB
¢ypana u THOodeHa HaOMOAAETCS yBEIMUYEHHWE NOJIM E-M30MEpOB, OJHAKO B
HEKOTOPBIX CIy4asX BO3MOXEH M OOpaTHBI Ipolecc — IpeBpamieHue E-
usomepa B Z-uzomep. Tak, Z-uzomep 2-anetuia-5-metuia-4-autpodypana (Z-40)
oOpa3yercss u3 coorBercTBytomero FE-m3omepa (E-40) B mpucyrcrBum
TpudTopykcycHor kucnotel [41]. [Ipoagykr Z-40, BBIIAENEeHHBIH KOJIOHOYHOM
xpoMatorpadueil, Oxazajcsi MaJOCTaOMJIBHBIM M Yepe3 2 Mecsila CHOBa
npeBpatuics B E-u3omep.

ON O,N

]\ Ve CF,COOH i\ e
Me 0 | < Me |
N N H H ~o0”~ N
E-40 7-40
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Uzomeprro ¢GypaHOBBIX W THOPECHOBBIX OKCHMOB JIETKO YCTAHOBHUTH C
MTOMOIIBIO YIABTPa(hUOIETOBBIX CIIEKTPOB [42] 1 monsiporpadIecKUMI METO 1a-
mu [43]. MoueBuHa o6pazyer komruiekc (1 : 1) Tompko ¢ Z-m30MepoM OKCHMa
5-uutpo-2-hypankapbanpueruaa; E-m3oMep B aHAIOTUYHBIX  YCIIOBHUSX
KoMIUiekca He obpasyer [44]. Tompko Z-m3omep oxcuma 2-¢pypaHKapO-
anmperuma oopasyer ¢ Na,PdCl, xoMruiekc, BbIagaonmii B BHIC OCAaKa M3
pactBopa EtOH/EtOAc [45].

Crpykrypa (ypaHOBBIX W THO()EHOBBIX OKCHMOB MIMPOKO HCCIIEIOBaHA
taoke Metomamu MK [46] m Paman-cnexktpockonuu [47, 48]; ompenencHb
TUTIONIEHBIE MOMEHTHI 3THUX coeauHeHuit [49]. JletaapHOE HMCCIea0BaHUE Mace-
CHEKTPOB (QYpHiI- U THEHIIAIKWIKETOKCUMOB U BX (O-3QHUPOB MMOKA3aj0, YTO
JUIS HUX, B OTIIMYUE OT apOMATHYECKUX KETOKCHMOB, XapaKTEpHO 00pa3oBaHUe
MHTEHCHUBHBIX KATHOHOB IMTPOTOHUPOBAHHBIX HUTPHIOB [50].

3. PEAKIIUA ®YPAHOBBIX 1 THO®EHOBBIX OKCHUMOB

3.1. Cunrte3 3¢pupoB pypaHOBBIX U THO(PEHOBBIX OKCUMOB

Knaccnueckue meronsl nomydeHus O-ankuiIoKCUMOB (DypaHOBBIX U THOde-
HOBBIX aJbJCTHIOB U KETOHOB OCHOBaHbl Ha AJKWJIMPOBAHUH COOTBET-
CTBYIOIIMX OKCHMOB aJKWITaJOTCHUAaMH (WM JUATIKWICYIbpaTaMu) B IpU-
cyrctuu NaH B qumernndopmamuse [51], THApOKCHIA MIETOYHOTO METalia B
muMmetnicyibpokcune [52] wnmm merunara Hatpus B MetaHoie [53, 54]. Ilpu
3TOM B XOZA€ AJKWIMPOBAaHHMA OKCHUMOB HEPEAKO IMPOMCXOIUT 0Opa3oBaHHE
HUTPOHOB. Tak, B3auMozeiCcTBHE OKCUMOB (DypaHOBBIX M THO(QEHOBBIX ajbJe-
runoB ¢ Mel/NaH B numermndopmamune Bener kK 00pa30BaHUIO HUTPOHOB —
MpoaykToB N-ajnkunupoBanus [55, 56].

[Ipumenenne wmexdazno-katamutndeckoro (M®K) mertoma cuHTe3a T10-
3BOJIIET CEJIEKTHMBHO INPOBECTH AJIKHIUPOBaHUE (YPaHOBBIX M THO(PEHOBBIX
OKCUMOB. AJKWIMpoBaHHe 2-(DypaHWIT- U 2-THEHWIAIKUIKETOKCHMOB 41 amkur-,
AU ¥ npornapruranorennaamu B cucteme TB. K,CO4/18-kpayn-6/CsHg tipu
KOMHAaTHOH TeMmepaType NpUBOOUT K OOPa3oBaHMIO COOTBETCTBYIOLIUX
O-3¢upo 42 c Beixomamu 32-74 %. OOpa3oBaHUsI HUTPOHOB B JAaHHBIX
YCIOBHSAX HE NpOMCXOoAMT. Ilpn ankuimpoBaHHWU CTEPUUECKH 3aTpPyIHEHHBIX
KETOKCHMOB HaOF01aeTCs yBeIrmdeHue 1omu Z-uzomepa [57].

NOH  R"Y, PhH, K,CO,, 18-rhfey-6 NOR"
| = SN

X C—r X C—FR
41 42
X=0,S; R= H,5-Me, 5-Br; R' = Me, Et, i-Pr, CHEt,; R" = Alk

Crepuuecku 3aTpyAHCHHBIC] OL-THIPOKCH- U O.-METOKCHKETOKCHMBI B MEXK-
(azHo-karanutnueckoit cucreme Mel/rB. KOH/18-kpayn-6/CsHg o00pa3syrot
O-merunokcumsl 2-metmi-1-(2-gypun)- u 2-metnin-2-metokcu-1-(2-ruennn)-1-
npornaHoHoB [58]. M®K metox ucons30BaH U B CHHTE3¢ THO(DEHOBBIX JIHOK-
cuMoB [59]. OnHaKo BBICOKHE BBIXOJIBI IPOAYKTOB AJIKMIMPOBAaHUS (ypaHOBBIX
U THO(EHOBBIX OKCHUMOB YAAJIOCh NOJYYUTh JIMLIb B TEX CIydasX, KOraa B
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Ka4yecTBE ATKWINPYIOIIUX arcHTOB HCIONB30BaHbl AJKUIOPOMUIBI U AJKWUII-
nomuabl. B NpHCYTCTBHHM — alKWUIXIIOPHIOB MPOAYKTHl  AJKHIHPOBAHUS
MOJYYEeHbl ¢ HU3KMM BbIXOJIOM. Hamu pa3paboraH ymoOHBIH METOJ CHHTE3a
O-3¢mpoB ¢dypmin- u TueHmIkeTokcuMoB 44 u 45 B8 MOK cucreme amkui-
xaopu/kerokcuM 43 / 8. K,CO3/18-kpayn-6/rosyoun mpu 100°C [60].

n-BuCl, K,CO;, PhME /@ anOBu-n
AN

/ \ NOH 18-rhfey-6,100°C R X C—FR'
I 44

R X C—rR'

Si(CH,).Cl, K,CO,, PhMe
AN )
s e
18-r hf ey-6, 100 °C R C—R Me

X
45
X=0,S;R=H, Me; R'= Mg, i-Pr

Henacpimennsie O-3¢upbl moxydeHsl IPHCOSANHEHNEM OKCHMOB K IpoIriap-
ruoBeiM d¢upam. Hanpumep, oxcum 2-ameruntuodena (46) B cucreme
HC=CCH,OR/KOH/IMCO mpu 110°C maet s¢upsr 47 ¢ Beixomamu 9-12%
[61].

@\HOH HC ==CCH,0R, Me,SO, KOH @\HOCHZCH:CHOR

S C—Me S C—Me
46 47

AJNBJIOKCUMBI JIETKO JTUMEPH3YIOTCS B MPUCYTCTBUM TETpaalerata CBUHIIA.
Tak, B3aumonelicTBHe (ypaHOBBIX H THO(MEHOBBIX aIBIOKCUMOB 48 cC
Pb(OAC),/Et,0 mnpuoaut k coorBercTByronM N-okcuaam 49 B KadecTBe
OCHOBHBIX MPOAYKTOB ¢ Bhixogamu 16—-30% [62].

@\ Pb(OAc),, Et,0
—_—
X (CH=CH),CH=NOH

48
AN ALY
X (CH=CH),CH=NON=CH(CH=CH), X
49 {

(0]
X=0,5;n=0,1

O-D¢upsl QypaHOBBIX U THO(EHOBBIX AIICTHIOB M KETOHOB IOJIy4YarOT
TaKXe W3 COOTBETCTBYIOIIMX KapOOHWIBHBIX coeanHeHHH. OAMH U3 METOA0B
nony4yeHus: O-aJKWIOKCHMOB OCHOBAaH Ha B3aHMMOJEHCTBHU KETOHOB C CHCTE-
moit NH,OR'HCI/Na,COs/H,O0/MeOH [63], onHaKko BCIEACTBHE OrpaHUYCH-
Horo umcna O-ankwiruapokcuinamuHoB (NH,OR) oH mmeer menee oOumid
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xapaktep. Hamu pazpaboTaH HOBBIN CTEPEOCEIIEKTHBHBIN METO/I cuHTe3a (ypa-
HOBBIX U THO(EHOBBIX O-aIKIIIOKCUMOB 51 M3 COOTBETCTBYIOIMUX KapOOHMITb-
Hbix coemuuaeHnii 50 B M®K cucreme NH,OH'HCI/KOH /H,0/Oct,N"Br
c mocienyromed 00paboTKOW peakIHOHHBIX CMECeH aJKMITaIOTeHUIaMHU.
B stux ycnosuwsix mpoaykTsl 51 momydensl ¢ Beixogamu 32—79 % wu xopoiueit
E-cenextuBHOCTEIO [64].

éz_jg\\ NH,OH HCI, KOH, H,0, Oct,N*Br, RX ]\ HOR

X COR X C—R

50 51
X =0, §;R=H, Me; RX = Mel, Etl, HC=CCH,Br

CununeHbelii 3¢pup oxcuma ¢ypdypona 53 mMmonmydeH peakuueil okcuma
bypdypoiia 52 ¢ TPUITHIXIOPCHIIAHOM B MPUCYTCTBUM TpudTHIaMUHA, CHHTE3
npoaykTa 53 BO3MOXKEH TakKe MPH HarpeBaHUU OKCHMa 52 ¢ TPUATHICHIAHOM
B npucyrctBun HoPtCls, omHako B mocieanem ciyuae HaOM0Ia0TCs TOOOUHBIC
peakiuu BoccTaHoBieHus [65]:

Et,SiCl, Et;N, PhH
[\ bk - !\
o CH=NOH Et,SiH, H,PtCl; 0
52 53

CH=NOSIEt,

Tuennnconepxaiie CHIWIbHBIE 3QUPBI OKCUMOB 55 MONTyYaroT MpH B3au-
MOJICHCTBUY OKCUMOB 54 ¢ THEHHJICOIEPKAIIMMH THAPOCHIAHAMU B MPUCYT-
CTBUH NUTIepuauHa [66].

N e 03

RR'C=NOH > S n~SiMe, ,ON=CRR'
gbgt hbl by
54 55

R,R'=H, Me, Et;n=1-3

QOypunbHBIE W THEHWIBHBIE OKCUMBI 56 nerko cumwmmpyrorcs B MOK
cucteme TtpuMetTwicununanetuien/CsF/18-kpayn-6/6eH301 npu  KOMHATHOM
temneparype. CeleKTUBHO MOJY4YEHBI COOTBETCTBYIOILIME CHIIMIIbHBIE 3()UPHI
okcuMoB 57 ¢ Beixonmamu 40-84 % [67]. ['epmunupoBanne oxcuma 2-areTHII-
bypana B cucreme Et;GeC=CPh/KF-Al,03/18-kpayH-6/6eH30i1, B OTIHYHE OT
MUPUAMHOBBIX U apOMAaTHYECKUX OKCHUMOB, OKa3ajoch He3(P(EeKTHBHBIM.
[IponyKT repMuIuMpoBaHHs B 3TOM cliyyae 3a()UKCHPOBAH TOJBKO METOIOM
MAacCc-CIIEKTPOCKOIIHH.

NOH Me,SiC =—=CH, CsF, 18-r hfey-6 NOSiMe
PN SN

X C—rR X C—-rR

56 X=0,S:R,R'=H, Me 57
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CunninupoBaHHbBIE alleTald KETCHOB TaKXKe PEarupyloT ¢ OKCUMaMH HIIH
arierataMd OKCMMOB. Hampumep, B3anMonelcTBHe oOKcuMa 2-QypaHKapO-
anpaeruaa ¢ 1-MeToKCu-1-TpuMeTHICHIOKCHITEHOM (58) MPUBOIUT K CHIIMIIHU-
pOBaHHOMY OKCHMY 59.

OSiMe, @\
:<

OMe

s @\ 59

0 CH=NOAc

@\ (|)SiMe3
CH =NO—<|:—CH2—c02|v|e

0] CH=NOSiMe,

0]

60
Me

O-AnerunokcuM 2-pypaHkapOanpaeriuia U alkeH 58 JaroT CHIMINPOBaH-
et O-3¢up okxcuma 60 [68]. O-Ddupbl (ypaHOBBIX aMHIOKCUMOB 62
MOJYYeHbl pEeaKknued COOTBETCTBYIOMIMX HUTPWIOB 61 ¢  O-amxunruap-
okcmnamuHamu B ipucytctBun KOH/EtOH nmm NaOMe/MeOH. IIpomykTst 62
00J1a1al0T CHITBHOM aHTUAETIPECCAHTHOW aKTUBHOCTHIO [69].

7\ NH,OR 7\ HOR
0 CN e} C—NH,

R R 62
61 R = fkrbk

O¢upsl PypaHOBBIX U THOPEHOBBIX aAMHIOKCHMOB 65 MONy4YeHBI peakuueit
mvuaos 63 ¢ H,NOCHRCO,R' wumu oxkcumos 64 ¢ BrCHRCO,R'.
AJNKUITUPOBaHHBIE  aMHJOKCHMBI  MPOSBIISIIOT — BBICOKYIO — TepOUIUIHYIO
akTUBHOCTH [70].

]\ gy  HMNOCHRCOR

X \
OEt
63
/N NOCHRCO,R
X
/\ \on  BICHRCOR / \H,

X 65

64 NH,
X=0,S;R=H, Me; R'=H, Alk
O-Aunmpon3BoiHbIe OKCHMOB (hypaHOBOTO M THO(EHOBOTO PSJIOB TONY-
YalT alJIMPOBAHUEM COOTBETCTBYIONIMX OKCHMOB XJIOPAHTHAPUAAMHU KHCIOT
B mpucytcTBum rmpuauHa [1, 71-74] wmm tpudTrinamuna [75]. @ypaHcoaep-
XKale aNbJOKCUMBI AlWIHPYIOT YKCYCHBIM aHTHAPUIOM B TPHCYTCTBUH
MUPWIMHA, TPHYEM PEaKIus YacTo CONPOBOXKIACTCS TMeperpyHIupOBKO

bexmana [33, 76].
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Hamu mpoenmeno cenexkTwBHOE anwinpoBaHue 2-Gypwi- U 2-THSHHIIKET-
okcuMoB 66 B M®K cucreme ammmxiopun (R COCIl)/tB. K,CO3/18-kpays-
6/0eH30 P KOMHATON TemrepaType. B 3THX ycIOBHAX BBIXOX MPOIYKTOB
peakiuu 67 cocraBun 42-95%; oOpa3zoBaHUE MPOAYKTOB IMEPETPYIIUPOBKU
bexmana we mpoucxomut [77]. Ilomydennsie O-allMIOKCHMBI JIETKO IIpeBpa-
maroTcs B cooTBeTcTByome O-3¢upsl B MOK cucreme ankuiraioreHn)/TB.
KOH/18-kpayn-6/6en3omn [78].

7\ NOH  Rcocl KO, 18-rhfey-6, PhH T '|\||OCOR"

>

R X C—R R X —FR
66 67
X =0, S;R=H, Br; R'= Me, Et, i-Pr; R" = Me, Et, t-Bu, Ph

®ypanoseie U THODeHOBBIE O-(amkun(apuin)kapbaMonT)oKcuMbI 69 moyde-
HBI peaKIieldl COOTBETCTBYIOIIMX OKCHMOB 68 C amkmi- U apuinM3olnuaHaTaMu
B Oenzone [79—-81]. [Ipoaykter 69 ucmbITaHBl B Ka4eCTBE MECTUIIIOB [ 79].

/@\ RINCO, PhH - /@\
CH=NOCONHR!

R O CH=NCH R O
68 69 58-98 %
R, R' = Alk, Ar
O-AnunupoBanHble OKCUMBI 71 1 72 ¢hypaHOBOTO psiia CHHTE3UPOBAHBI TIPH
B3ammMozeiictBun okcuMoB 70 m 5-apun-2,3-muruapodypan-2,3-IMOHOB TPU
20-25°C wmu 100°C cootBerctBerHo. Ilpoxyktel 71 w 72, BBIIEICHHBIE

¢ BbIX0oZaMH 110 94%, MpOSBIIAIOT BBICOKYIO0 aHTUMHKPOOHYIO aKTHBHOCTS [82].
)

/ \ Ar (0] (6]
20-25 °C
R™ Yo (CH=CH) CH=NOH
70

100 °C
O O
RN i
R Do (CH:CH)HCH:NOﬁCCHZCAr
71 0 .
AN [
R o) (CH=CH),CH=NOCCH,CAr

72
R=H,NO,n=0,1

AnunupoBaHHble (pypaHOBBIC aMHUJIOKCHMBI ITOJIyUYEHBI PEAKI[UEH COOTBET-
CTBYIOIIUX aMHJIOKCUMOB ¢ Xjopanruapuaamu kucinoT/K,COs/aneron [83] nu
YKCYCHBIM aHTHUAPUIOM [32], 0THaKO, B3aUMOJIeHCTBUE S-HUTPO-2-QypaHKapO-
amugokcuMa 73 ¢ Ac,O B Ka4yeCcTBE OCHOBHOI'O MPOJYKTa JaeT MPOU3BOIHOC
1,2,4-okcaauazona 74. [IpoaykTel anunupoBanus /5 u 76 mosydeHsl peakiuei
okcuMma 73 ¢ (SHUIM30IMAHATOM WM (PEHHICYIbGOHUIXJIOPUIOM COOTBET-
ctBeHHO [80].
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]\ THZ PhNCO _ /@\THZ

N 0 C=NOCONHPh

PhSO,CI 75
\ /@\THZ
ON O C=NOSO,Ph

76

O.N 0 C=NOH
73

N

3.2. Peaknuu OKCMMHBIX IPYNI U KOJ€Ll

JlocTkeHUsT B XMMHU TIPOU3BOJHBIX OKCUMOB 00001IeHBI B 0030pe [84].
Jaiee OyayT pacCMOTPEHBI 0COOEHHOCTH XUMHUHU OKCUMOB (pypaHa U THO(EHa.

[Ipon3BogHBIE KETOKCUMOB THO(EHA JIETKO HUTPYIOTCS B TMPHUCYTCTBUH
koHll. Hy;SO,/KNO;. Hampumep, okcum 2-anieruntuodena (77) mpu HUTpOBa-
HUU JIaeT CMECh OKCHMOB 2-aneTwi-4-uutporuodena (78) u 2-ametmi-5-
nurporuodena (79) B coornomenun 40 : 60. [Toxoxxum o0pazoM HUTpyeTCs
okcuM 2-niponoHunTHOGeHa. [TpoaykTsl 78 1 79 BbiJeNeHBl B YUCTOM BHUJE
METOAOM (PpaKOHHON KpucTamu3anuu [85].

O,N
/ \ l|\|IOH H,SO,, KNO, / \ HOH N / \ I|\|IOH
S C—Me 02N S C—Me S — Me
m 78
60 : 40

CeNeKTUBHBIN CHHTE3 OKCUMOB 5-alleTHII-2-TaloreH-3-HUTPOTHO(EHOB OIH-
caH B nateHre [86]. Peakuus okcuma 2-anermiitnodena 77 ¢ OpoMoM U Janee
CO CMECBI0 CEPHOM M a30THOM KHCIIOT C XOPOUIMM BBIXOJIOM JA€T OKCUM
5-anetnn-2-6pom-3-aurporrodena (80).

1) Br, O,N
/ \ NOH 2) HNO,, H,SO, / \ NOH
| - . I
S —Me r S —Me
7 80

Peaknuu ranoreHnpoBaHUsT IPONAPTHIIOBBIX 3PUPOB (HypaHOBBIX H THO]eE-
HOBBIX okcuMoB 81 B MOK cucremax CX, (X = Cl, Br) /8. KOH/18-kpayn-6
CEJIGKTHBHO TPHUBOJAT K 00pazoBaHuio O-(TajoreHnpornapruii)okcuMoB 82 ¢
Beixogamu 110 90%. IlpeaBapuTenbHbIE 3KCIEPUMEHTHI MOKA3aJid, YTO OITH-
MaJbHBIM KOJIMYECTBOM YETHIPEXOPOMHCTOTO YIiIepoja Npu OpOMHUpPOBaAHHUH
O-npomnaprunokcuMoB siBisiercss .75 skBuBalieHTa K cyOcTpary. DTO MOXKHO
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OOBSICHUTHh JIUCHPONIOPITUOHHUPOBAHUEM TIEPBOHAYAIBEHO 00pa30BaBIIETOCS
OpomoopmMa B TIPUCYTCTBHM IWIENOYM B UYETBIPEXOPOMUCTHIN  YTIEPOs,
MIPOIOJDKAFOIIHIA peaknmio [87, 88].

NOCH,C=—cCH CY,, KOH, 18-rhfey-6 / \ NOCHZCECX
I : ||
C—R R X C—R

X=0,S;Y=CIl,BrR=H, Br; R'=H, Me, Et

CuHTeTHYeCKHEe BO3MOXKHOCTH JHaHHOHA OKCUMa (ypaHKapOaibaeruia npu
MONy4YeHUH 2,5-Au3aMelleHHbIX (QypaHOB H3IIOKeHBI B pabdorax [89, 90].
Hanpumep, peaknus Z-uzomepa 2-pypankapbansaeruna (83) ¢ OyTunTaeM U
nocienyomas  00pa0dOTKa PEaKIMOHHOM CMECH METHJIMOJUIOM TPUBOIST
K okcuMy S-mMetwindypankapoanbaeruna (84); Beixon 95%.

@\ BuLi, TMEDA/@\ Mel_ /D\
0~ CH=NOH CH=NOLi CH=NOH

83

Peakin eruparaiy OKCUMOB IMPOKO onucanbl [91]. dypanoBbie U THOME-
HOBBIC AJIBJJOKCHUMBI JIETKO TPEBPAIAIOTCS B COOTBETCTBYIOIINE HUTPWIBI B IPH-
cyrcteur POCl/JIM®A [92], DBU/MeCN [93], Ac,O [94] wm PhNCS [95],
NaOMe/MeOH/IM®A [55] uu CHCI3/60% Boms. KOH/Oct;NBr/PhMe [96].

[lokazano, 4TO TpH TUAPUPOBaHWH OKcuMa 2-pypankapOaibieruga 83 B
npucyTcTBuM HuKens [97, 98] u koOanbTa Penes [98] 10 COOTBETCTBYIOIIETO 2-
bypdypunamuna (85), HanOONBLIYI0 AKTUBHOCTH IMPOSBISACT HHUKENb Penes
B pucytctBun 3 % NH;3; B sTanone. B atux ycnoBusix amun 85 momydeH
¢ BeIxojaoM 51% [98].

83 H,, Ni bkb Co Hytz _ @\

o) CH,NH,
85

BoccraHoBieHHE OKCHMHBIX MPOHM3BOJHBIX OEH30THO(EHA OOpaH-MUPUIH-
HOBBIM KOMIUIEKCOM JIae€T TMPOW3BOAHBIC THApOKcHiIamuHa [99]. Acummer-
pudeckoe BOCCTaHOBIeHHE E- u Z-uzomMepoB 3(upoB (ypHIKETOKCUMOB
XHpaALHBIMU COCIUHEHUSIMH 0Opa HCIIOIB30BAHO B CHHTE3€ HEKOTOPBIX ONTH-
YeCKHU aKTUBHBIX oi-aMUHOKHCIOT [100].

B3aumopeiictBue Z-uzomMepoB OkcHMMOB 2-tHoeH- u  2-pypaHkapO-
anpaeruioB (86) c 4-0poM-1-0yTeHOM MPHBOAUT K COOTBETCTBYIOMM C-rera-
puin-N-3-0yrenmnautponam 87 ¢ Beixogamu 52—55%, a BHyTPUMOJICKYJISAPHOE
TepMoLUKIonpucoeanHenne 87 — K ax30-C-2-¢ypun- u sx30-C-2-tuenun-1-
a3a-7-okcabunukio[2.1.1 renranam 88 [101].
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N, =N )0
X~ “cH=non EtONa, EtOH N P 5
86

PhMe
—
110°C

X=0,S
Oxcum  5-auTpo-2-¢ypankapbansaeruaa (89) merko mnpeBpaimaercs B
5-autpo-2-pypancemukapbason (90) B mpucyrcteurm HCI/NaNO, wu comwm
cemukapbasuna [102].

/@\ NaNO,, HCI, H,0, NH,NHCONH,

ON" 07 TCH=NOH l

89 03

O,N 0 CH=NNHCONH,
90

DTy peakiuio MOXHO ocyiiecTBuTh Takke B cucreme NHNHCONH,/
H,SO,/HCI/EtOH npu 80-90°C [103].

Cunre3 ocHoBanus Hudda — N-(5-amuno-2-dypdypusuaeH)-1-aMuHoru-
TaHTOMHA W3 okcuMa 89 W 1-aMHHOTMIAHTOMHA B TPHCYTCTBHH CEPHOU
KHCJIOTHI H3JIOKEH B maTeHTe [104].

Pa3paboTan MeTO MOJSYYIEHHs TPOU3BOAHBIX mpanc-®-(5-HUTpo-2-¢ypui)-
MOJIUEHOBBIX KUCIOT U3 M-(5-HUTPO-2-ypui1)IoJHEeHOBBIX OKCHMMOB. Hampu-
Mep, peakius okcuma 5-(5-uutpo-2-dypuin)nenra-2,4-muenans (91) ¢ SOCI, u
HCI/EtOH ¢ mocnemyromum THAPOIU30M PEAKIIMOHHON CMECH JaeT KUCIIOTY
92 ¢ BerxogoMm 85 % [105].

1) socl,
2) HCI, EtOH
/@\ 3) Wl hj kbp /@\
—_—
on” o (CH=CH),CH=NOH on” O (CH=CH),CO,H
91 92

UccnenoBanne peakiuu conbBoim3a O-napa-Tonyosicyab(OHUTOKCHMOB
(GypaHOBBIX KETOHOB TMOKAa3aji0, YTO Z-H30Mepbl OKCUMOB CTAOWJIBHBI M IMPH
KOMHATHOW TeMIepaType He MPEeTepreBalT Kakux-m1udo u3mMeHeHuit. Omucano
npeBpaiienue E-u3omepoB O-TO3UIOKCUMOB (ypaHOBBIX KETOHOB 93 B BOJIHO-
CIIUPTOBOW Cpejlie B AUMeTHaneTanu yuc-4,5-nuokcorekcanans [1, 72, 106],
OJTHAKO TO37[HEE OTH PEe3yJbTaThl ObUIM OMPOBEprHyThl. Iloka3aHo, YTO
O-to3unokcumbl 93 B PUCYTCTBUU METAHOJA JAIOT MPOU3BOIHBIC 2,5-TUMET-
okcu-2,5-muruapodypana 94 [107, 108].

H H
MeOH —

]\ II\IIOTS ——> H COR
0 C—R MeO o OMe
93 94

R = Me, Et
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O-TosunokcuMm OeH3dypana (95) B BOJHOM MeTaHOJE JaeT CMECh TpeX
npoaykToB — 2-kymapona (96), 2-metui-3-xpomanona (97) u aukerass 2-me-
rin-3-xpomanona (98) [72].

NOTs

\ ” MeOH, H,O
—C—Me
0]
9% 0 0
e
(0] + | +
Me
© (0] Me (6] |
96 97 98

B marente onmcana [109] uaTepecHas peaxius stepuduranun 2-Qypui-2-
METOKCUFIMHHOYKCYCHOH KHCIOTBI (99) ThomoMm TeTpazona B CHCTEME
CICO,Et/PhNMe,/CH,Cl,, B pe3yabraTe KOTOPO# CEIEKTHBHO BbimencH 1-(2-
KapOOKCHATHII) TETPA30II-5-1i-2-pypuit-2-metokcunmuHoTrnoanerar  (100) ¢

BEIXOOM 78 %.
N—N

AL N

@\HOMG (IZHZCHZCOZH
0”7 Necon CICOZEt,PhNMeZ,CHZCIZl
2
@\HOMe N—N
\
o c—c—s% \N

99
100 I N
0
CH,CH,CO,H

3.3. CuHTe3 HOBBIX IeTePOLUKIIOB U3 (GypPaHOBBIX
H TUO(EHOBBIX OKCUMOB

JlocTrKeHHsT B CHHTE3€ T'€TePOLUKIMYECKHX CHUCTeM 000OIIeHbI B 0030pe
[110], mosTOMYy B JaHHOM pa3[iesie OCTAHOBUMCS Ha CIIENN(PUISCKUX PEaKIUIX
($ypaHOBBIX U THOPEHOBBIX OKCHMOB.

OnHoii 13 Haboyiee HMHTEPECHBIX pEakUid OKCHMOB SIBIISIETCS CHHTE3
MUPPOJIOB B3aMMOJICHICTBUEM KETOKCHMOB C alleTHJICHAMU B OCHOBHOH cpene
(peaxkumst Tpodumosa). CHHTETHHECKHE BO3MOXKHOCTH 3TOM pEaKUUy HOAPOOHO
M3NIOKEeHBI B 0030pax u MoHorpadusx [111-114]. HenaBHo omybnukoBaH
0030p, TOCBSAIIEHHBIA CUHTE3Y (ypwi- U TheHwImpponoB [115]. B kmaccu-
YECKHX YCJOBUSIX CHHTE3 MPOU3BOAHBIX muppona 102 w3 cOOTBETCTBYIOLIMX
(dbypanoBeix u THO(DeHOBBIX KeTokcuMOB 101 mpoBenen B aBTokiaBe mpu 8—16
atMm B cucreme HC=CH/KOH/AMCO. Ilponyktsl 102 B 3THX yCcIOBHSX BblIe-
JIEHBI C BBIXOMaMHu 10 85 %.
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/ \ HC=CH, KOH, DMSO / \ / \

R >
X X NR'

NOH 102
X=0,S;R=H, Me, Et; R"=H, CH=CH,

101

Cunre3 2-(2-tuenun)- u 2-(3-THSHWIT)TUPPOJIOB OCYHICCTBICH MOIU(HIIN-
poBaHHOH peaknueld TpohumMoBa — NMPUCOCAUHEHHEM METHI-2-TUEHUI- U Me-
THI-3-TUEHUJIKETOKCUMOB K METHJIIPONINOJIATY WM TUMETHIIAaleTUICHIKapO-
okcunaty [116]. AUETHICHOBBIM SKBUBAJICHTOM B MOXO0XKHX CHHTE3aX CIIy>KaT
1,2-puxnoparan [117] u Bunmnxmnopun [115].

®ypaHOBbIE THAPOKCUMOWIXJIOPUIBI B NMPUCYTCTBUHU AJIKEHOB JIETKO IIpe-
BpalaloTcs B MPOM3BOAHBIE H30kcazonmmHoB [20, 118, 119]. Hampumep,
5-auTpo-2-¢ypanruapokcumonnxiiopua (103) 1 MHACH B KUISIEM TOJIYOJE
o0pa3yroT Tepmudeckuii pknoanaykt 104 ¢ Berxogom 80 % [120].

g 0w
O,N 0" “c=NOH ON o
N\O/

103

H
104

Omnucan cuHTe3 OaKTEpUIMIOHBIX S-aMuHO-3-(5-HUTPO-2-Pypui)-4-1HaHo-
n3okcazonoB [121]. Tak, B3ammMopeiricTBue okcuma S-HUTpodypdypora 89
C HUTPO3WIXJIOPUIOM W IHMKIM3aLHs MHTEpMEIHaTa AUHUTPUIOM MAaJOHOBOM
KHUCJIOTHI 1aroT u3okcason 105.

1) NOCI

—_—
ON" 0" “cH=NOH oN o N//\K

NH

89 105 © 2

CuHTe3 U nuKIM3anys okcuMa BucHaruHoHa 106 B cooTBeTcTBYIOIMIKE MTPO-
m3Bomuble OecH30kcaszonma 107 u Oensusokcaszona 109 wumccienoBaHBl mocTa-
TouHO nonpoOHo. Ilokazano, yto peakuus okcuma 106 B mpucyrcreun HCl
B YKCYCHOM KHCJIOTE€ TPHBOJUT K cMecH 2-metmi-4-merokcudypo[3,2-f]-
oensokcazona (107) u anmmmaa 108. OxHako B YKCYCHOM aHTHIPHUIE MPOTYK-
ToM peakiuu okcuma 106 siBiusiercst 3-mertmin- 4-metokcudypo[3,2-floens-
n3okcazon (109) [122].
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NOH

OMe
(|:| HCI, AcOH
—Me
7 OMe # OMe
(0] OH (t@i N NHCOMe
106 4 f>\\ +
L Ac,0 0 0O Me ) OH
107 108
OMe
Me
74 \
N
/
(0] (@]
109

Awnanornunbiii cuntes 2,5,6-rpumermindypo|3,2-floenzokcasona u3 okcuma
S-anetnn-2,3-1uMeTHII-6-MeTokcnOeH30)ypaHa OCYIIECTBIEH B IMPHCYTCTBHH
ruapoxaopuaa mupuauHa [123].

B peakunn amugokcumoB 110, MOTyYeHHBIX W3 COOTBETCTBYIOIIUX HUTPH-
JIOB, C TPUATWIOPTOhOpPMHUATOM 00pa3yroTcst okcamuaszonsl 111 [124].

||\||OH
(e e 3y
X XSG
110 X=0,5,Se 111

[Moxoxue TpaHchopManuu ¢GypaHOBBIX W THO(PEHOBBIX aMHIOKCHMOB
B COOTBETCTBYIOIIHE 1,2,4-0KCaina3oibl JIETKO MPOTEKAIOT B CUCTEMax Aalfiii-
xmopu/BFs OEty/muokcan [125], amunxmopun/Ac,O [126], (EtO),CO [127],
CH3CHO/EtOH [128] u wmzonponenmwianerar / MmoutMopuutonnT KSF/ mpu
MHUKPOBOJIHOBOM 00J1yueHuu [129].

Xnopuasl pypaHTHAPOKCAMOBBIX KUCIOT 112 B mMpHCYTCTBUM OCHOBaHUS
mumepusytotcss B N-okcuabl 1,2,5-okcanuazona 113, oOpa3oBaHHe KOTOPBIX
MPOXOUT Yepe3 HHTepMenuaTbl — 2-pypruHuTpuiokcus [80].

N . Y /3

R Yo~ Yc=noH HCL RT o

112 113
R =H, NO,

2-OypaHaITbJIOKCUM HCTIONB30BaH KaK reTepoiieH B peakimu Jnimbca—Asbaepa.
Tak, peaknus okcuma 83 ¢ allkeHaMU ¢ TIOCIENyroIIeld 00padOTKON peaKIMoH-
HBIX cMeceit 2,3-nuxiop-5,6-nmuiuano-1,4-6er3oxuaonom (DDQ) maetr N-okcu-
1b1 Gypo[2,3-c]lmupuanna 114 wam 115 [130].
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1) RCH=CH,, 120 °C N
2) DDQ 7 |
@\ 114 ©

COOH

” n Lo COOH
2)DDQ O . /4 | N
o N
(0] Z \O
115

®ypo[3,2-b]- u Tneno[3,2-bnupuanner 117 nomyyensr nuponuzom O-me-
THI0KCUMOB miporieHanst 116 mpu 650°C. Ipoaykter 117 o6pa3yroTcst B pe3yiib-
TaTe UMKIU3AIU UMUHUI-paaukanos [131].

N
/ NOMe
X = x =

_1270
116 X=0S 117 21-33 %

CuHTe3 W peakiuu 3-OKCHUAOB THEHO[2,3-0]mMpUMUINHOB PacCMOTPEHbBI
B pabote [132], rae mokazaHo, 4yTo oKcuMbI 118 jerko MUKIN3YIOTCS B TUEHO-
nupumuauael 119 B npucyrcreun HCl. Ammpokcumbr 120 B aHamorndHbIx
YCIOBHUSX JAFOT reTepOormKiibl 121,

Ph
C=NOH X_ |N\\(CH3
/@ \ /N\O
X S NHAc
Ph

HCI

118 119 2836 %
HOH \ s N _CHY
C

s~ TNHCOCH,Y NH

120 121 75-90 %
X, Y=H,Cl

OmnucaH CUHTE3 HOBBIX TPULHUKINYECKUX CHCTEM Ha OCHOBE 2-aJIKEHMII(MIIH
ANKUHI ) THO-3-THoQeHanpaokcumMoB  [133, 134]. Hanpumep, TtHodeHOBBIC
okcuMsbl 122 B mpucytcerBun NaOCl garoT TpULIMKINYeCKHEe H30KCca30InHbl 123
B KaU€CTBE OCHOBHBIX MIPOJIYKTOB.

—0
CH=NOH ’\/‘
/ \ NaOCI, /
—_—
B CH,Cl,, H,0 | \
Me s S(CH,),CH=CH, Me” N\ S/(CHZ)n
122
n=123 123
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3.4. IleperpynnupoBka bexkmana ¢pypaHoBbIX 1 THO(PEHOBBIX OKCHMOB

[leperpynmupoBka bekmana sBnsieTcss ogHONW W3 Hamboyiee XapaKTEPHBIX
peakmuii okcuMoB. OOBIYHO PEaKIHIO MePerpynmnupoBKH (GypaHOBEIX U THO(E-
HOBBIX OKCHMOB B COOTBETCTBYIOIINE aMHIbl MPOBOAAT B mpucyrctBun PCls
B 3¢upe [135-137] wiu momudocdopHoii kuciotsl B Toayodse [138]. M3Becten
METOJl TeperpynmnupoBku bekmana ¢ypaHanpaokcuma B (pypaMug B MPUCYT-
CTBUH KOMIUTEKCOB HUKens U Meau [139]. Ileperpynmuposka E- u Z-m3omepos
THO()EHOBBIX aJLJOKCHMOB IPHBOIUT K 0Opa3oBaHHMIO amMuzaoB, a E- u Z-
OKCHMOB THO(CHOBBIX KETOKCUMOB 124 B ycnoBusix Kymepmana—Kpaiira [140]
— amu- 10B 125 u 126 ¢ Beixomamu 87-96 % [39, 141].

R R
ﬂ\c_ Me TsCl, NaOH, Ac,0 ﬂ\

S || > S NHCOMe
R R
ﬂ\ TsCl, NaOH, Ac,0 @\
S (|3|— Me > S CONHMe
7. 124 NOH 126

R =H, 3-Br, 4-Br, 5-Br

[MeperpynmmpoBka bexmana nukimmdeckux ¢ypaH- U THO(EHCOIepKAIINX
KETOKCUMOB MPUBOAUT K MPOIYKTaM paclmupenus nukna. Tak, 5,6,7,8-terpa-
ruaporueno[3,2-blasenun u 5,6,7,8-rerparuapodypo[3,2-blazenun (128) cun-
TE3MPOBAHBI U3 COOTBETCTBYIOIINX I'€TEPOLUKINIECKIX OKCHMOB IIMKJIOTEKCa-
HOHA 127 B MPUCYTCTBUM THAPUAA AUH300yTHIIATIOMUHUS [142].

NOH

N
S
ZT

P
-

74 | DIBAH, CH,Cl,

X

127 128
X=0,S

AHaNornuHbIE TePErpyNUPOBKH OKCUMOB THO(EHOIMKIIOATKAHOHOB B COOT-
BETCTBYILIME CEMHU- MM BOCbMUWICHHbBIE T€TEPOLIMKIIBI PEATU3YIOTCS B IPUCYT-
ctBun nonudochoproit kucmorel [143, 144] mnmm OGeH301CYnBGOXIOPHIA
B nupuauHe [145]. bekMaHOBCcKas meperpynmupoBKa JErKO MPOTEKAeT U Y
O-6en3oncynbhoHATOB THOPEHOBBIX OKCHMOB B IIPUCYTCTBHU aneTaTra HaTpUs
B BogHOM MetaHouse [146], 8% Bogrnom NaOH [140] wiu tepmuuecku [147].
IIpu obpabotke S-MoHOOKCHMA 4,5-THOKCO-2-METHII-3-3TOKCUKapOOHMITHADTO-
[1,2-b]pypana 129 Genzoncyabp(oxI0puIOM B IIEIOYHOH Cpeae B pe3yibTaTe
neperpynnupoBku bekmana Broporo pona oOpasyercs 2-MeTHII-3-METOKCHUKap-

OoHm-5-(2-unanodenmn)-4-pypankapoonosas kuciora (130) ¢ Berxomom 80%
[148].
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COOMe HOOC COOMe

Me

| A\ PhSO,CI, NaOH oN | A\
5 o e

129 130

4. BUOJIOTUYECKASI AKTUBHOCTH ITPOHU3BOIHBIX
®YPAHOBBIX U THO®EHOBBIX OKCUMOB

4.1. JleficTBHe Ha CePAEYHO-COCYANCTYI) CHCTEMY

Oypun- u THeHUNeHmTEHBIE O-TeTepOoaMUHOATKIIOKCUMBI 131, momy4eH-
HBIE peakiyell COOTBETCTBYIONIMX OKCUMOB M XJIOPIPONHIIPOU30JHBIX I'eTe-
POLIMKIMYECKHX aMHUHOB, OONaJar0T aHTUCIAa3MaTHYECKOW M COCYJOpacIlu-
pSIFOLIeH aKTUBHOCTBIO, MM TIPUCYIIM TAKKe Kapauotporbie dddextst [149-151].
AMHMHOATWJIOKCHMBI, COJEp)KaIllue I10 KpailHel Mepe OAMH THUCHWIBHBIN
panukan, TPOSBISAIOT B OTHOIICHWH KOPOHAPHBIX COCYIIOB COCYJOPACIIH-
pstoIIyr0 akTUBHOCTH [152]. TruodeHoBbie okcuMbl 132 mpuMeHsIoTCS B Kave-
CTBE areHTOB, MOHIKAIOIIMX YPOBEHb xojecTepuHa. Hampumep, coeanHeHue
132 (R-R® = H mpu 3 x 25 MI/KT) MOHHKAET yPOBEHb XOICCTEPHHA y MBIIICH
Ha 21.1 %. [153].

NO(CH,),R®

R3 NOR R1

OCMe,CO,R?
RZ

132
X =0, S; RI-R*=H, Hal, Alk, R*=NH, X=0,S;Y=H, Alk; R-R3=H, Alk

CuHTE3UpOBaHHBIE M3 COOTBETCTBYIOHIMX KeTOHOB O-3QUphI METOKCH-
(deHnn(THeHnT)KeTOKCUMOB 133 MpOsIBUIIM IOCTaTOYHO BBICOKYIO aHTHarpe-
raTHYI0 aKTHBHOCTh B OTHOIICHHWHW KJIETOK KpoBU. Hamboiee BBICOKOW aKTHB-
HOCTBIO oTmdauch O-3¢ups 133 (n = 2 unu 3) [154].

1

/ \

s
NO(CH,),CO,H

133
n=2-4;R, R, R2=H, OMe
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4.2. CenatuBHasi, aHTHENPECCAHTHAS, TPAHKBHWIN3HPYWOIIAS
U AaHTMKOHBYJIbCAHTHAs AKTHBHOCTH

O-(2-AmuHOATHIT)OKCHMBI (hypaHOBOTO U THOGEHOBOTO psiaoB 134, mosy-
YeHHBIE M3 COOTBETCTBYIOIINX OKCHMOB W THUApoOpoMuaa 2-OpoMdITHIIAMUHA,
MIPOSIBUIIN XOPOIITYI0 aHTHUACTIPECCAHTHYIO M CEAATUBHYIO aKTUBHOCTH [155].

R
/i CR=NOCH,CH,NH,

R" X "R
134
X=0,S; R-R"=H, Alk
AHTHIETIPECCAHTHYIO aKTHBHOCTh MPOSIBIIIN MPOU3BOAHBIE S-PeHnn-2-gpyp-
aMHIO0KCUMOB y Mbltied (25-50 mr/kr) [69]. Jna dypaHOBBIX 1 THO(EHOBBIX
ketoHOB THa RCOQNR'R" (R = 2-¢ypun, 2- u 3-tuenun; Q = CHMe, (CH,)s;
NR'R" = NMe,, MmopdonnHo, 1-a3emuHUI) U UX OKCHMOB XapaKTepHa HEHpo-
JenTUYecKas, TPAHKBUIN3UPYIOIIasl U aHAJIbIreTHYecKast akTUBHOCTS [156].
[Ipou3BogHbIE TUAPUIOKCHMOB HCCIEIOBAaHBl B KaueCTBE AHTHKOHBYIIb-
CaHTOB TIPH JICYCHUH dmmjiencun. [lokazaHo, 4TO BBICOKOH aKTHBHOCTBIO 00Ja-
naet 3Gup TUTHEHWIBLHOTO KeTokcuma 135 [157].

Me Me o%:/OH
[\ / \ :
s s
N >N
“HClI
135

4.3. AHajbreTu4ecKasi U NpOTUBOBOCHAJIUTEIbHASI AKTUBHOCTh

(o-MeTHn-2-THeHITMICHAMIUHOOKCH )aIKaHOBBIE  KMCJIOTBI 136 TIOydYeHHBIe
B3aMMOJICHICTBUEM COOTBETCTBYIOIIMX OKCMMOB 2-arietwiriodena ¢ BrCH,CO,H
WU peakiedl KeToHoB ¢ (J-3aMENIeHHBIMH THApOKcHiIamMuHamu [158],
MPOSIBUIM  aHAJIICTUYECKYI0) AaKTUBHOCTh IMPH JICYCHUHM PEBMATHUYCCKUX

3a00JIEBaHHIA.
R

R\
s CMe=NO(CH,),CO,H

136
n=1,3;R,R =H, Hal, Alk

O-O¢upsr okcumoB O6eH3zomnTHOGEHOB [159] U 2-6eH30(ypaHaAMHIIOKCHMOB
[160] Takxe 00Iagar0T BRICOKOHM aHATBIC€THYECKONW M IPOTHBOBOCTIAIMTEIBHON
aKTUBHOCTHI0. CpaBHHUTENBHO HEBBICOKAs MPOTHBOBOCHANUTENbHAS U aHTHJIE-
MpeccaHTHas aKTHBHOCTh OOHapykeHa y O-alKHIOKCHMOB 2-alleTHiI-5-apuii-
tuodenon 137 [161].

177



/ A\

S

Me

NOR'
137
R = 4-Me, 4-CH,CHj,, 4-CHMe,, 3,4-Me,;
R' = Alk, N-gbhhj kbl bk rbk, N-gbgt hbl bk’ rbk, N-vj ha j kbk' rbk

4.4. IlutoToKCHYeCKAasl, MPOTHBOOIYX0JIeBasi, AHTUBUPYCHAsA
U 0aKTepULIHIHAS] AKTHBHOCTH

HenaBHo oOHapyxeHa BbIpa)KEHHAS! IUTOTOKCUYHOCTH KOMIUIEKCOB MEAH H
KoOaJlbTa OKCUMOB 2-¢pypaHanmpieruoB Ha kierkax L1210 numowmmnHo#
neiikemuu ¢ naruOupoBanuem cunresa JJHK, PHK u npotennos [162, 163].

[IpousBoanbie GypaHOBBIX W THO(EHOBBIX OKCUMOB MajO HCCIIEOBaHBI B
KadyecTBE TPOTHUBOOMYXOJICBBIX arcHTOB. B ombplTax Ha MbImax, WHOUIHPO-
BaHHBIX Jielikemuelt L1210, npousBomubie O-ypaluinokcuMa 2-aieTUiTnopeHa
MPOSIBUIIN HEBBICOKYIO aKTHBHOCTD [164].

[loka3ana aHTHBUpYCHAs aKTUBHOCTb HEKOTOPBIX O-aJKHUIMPOBAHHBIX
apOMAaTHUYECKUX OKCUMOB, B YaCTHOCTH (pypaHOBOTO MpU3BoaHOTrO 138, mpoTHs
HIV-1[165].

S

Cl

Iz

/ A\

0 Me

N—0O

138

[IpousBogHBIE HUTPOPYPAHOB, B TOM HYHCIIE HUTPOIPOU3BOJHEBIE (PypaHO-

BBIX OKCHMOB, UCCJIEIOBaHbI B KAUeCTBE aHTUOAKTEPHUAIBHBIX areHTOB (O/lHA U3

nepBbIX paboT otHocuTcs K 1964 r.). Tak, ycraHoBneHa aHTHOaKTepHUaIbHAS

akTUBHOCTh O-ankuii- U O-0eH3UIOKCUMOB (DypaHOBOIO M THO(GEHOBOTO PSI0B
139 B otHOMmEeHNN Escherichia coli [166].

/ A\

O,N X" "CH=NOR
139

X =0, $; R = CH,CH,OH, PhCH,, PhCHMe,
JanpHelme ucciue1oBaHus OKa3aid, YTO B Ka4eCTBE aHTHOAKTePUATbHBIX
areHToB OoJee 3 peKTHUBHBI POU3BOJAHBIE OKCHMOB HUTpo(dypana [167, 168].

[IpousBoanbie amugoB KUCIOT 140 O0OHapyXWJIM BBICOKYHO aKTHOAKTe-
pHANBHYIO aKTHBHOCTH B TMOJABIICHHH pa3BUTUS Mycobacterium tuberculosis

[169].
g

ON 0 CH=NOCHRCONR'R"
140
R, R=H, Alk; R" = Alk, Ar
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INokazana Taxe BBICOKash aHTHOAKTEepHATIbHAs AKTUBHOCTH MPOU3BOJIHBIX
amMuaIoKCUMOB HHUTpodypana [27, 170-174]. 2-®dypan- u 2-tmodeHamu-
OKCHMBI TIPOSIBUJIM aKTHBHOCTh B OTHOWIEHUU Mycobacterium tuberculosis v B
orcyrctBre HHATpOrpymmsl [175]. OTaensHy0 TPyMIy TPEACTAaBISIOT IIPOU3-
BoaHBIE KapOamatoB (ypaHoBeix [176, 177] u THODEHOBBHIX OKCHUMOB [178]
(manpumep, O-pon3BogHBIE KapOaMaTOB THOPEHOBBIX OKCUMOB 141 o6namaroT
IIUPOKUM CIIEKTPOM aHTHOAKTEePHATbHOUW M (DYHTHIMTHOW aKTUBHOCTH).

R R?

/ A\

1
R S CR'=NOCONR'R"

141
RI-R3, R-R" = H, Hal, Alk, Ar
TuodeHoBble OKCHMBI TIPOSBHIN AKTHBHOCTh B OTHOIICHHM WH(EKIHH,
BBI3BAaHHBIX MPOM3BOMAIINME [3-TakTamazy OaktepusMu[179], a Takke Kak
MukpoOuruael B arpoxumun [180]. dypaHoBBIE U THOPEHOBHIII OKCHMHBIE
(bparMeHTsl BXOIAT B COCTaB 1e(halOCIOPUHOBBIX aHTHOMOTHKOB [181-187],
B YHCJIC KOTOPBIX CIIEAYET OTMETUTH iedypokcum (142) [188,189].

B
H
o NH 7, S
NOMe
N ~CH,0CONH,
0
142 COOH

4.5. ®ypaHoBbie U THO(PEHOBBbIE OKCUMbI KAK MHCEKTHULMBI,
(GyHrunuabl, NecTUUMIAbL, FepOUIUIbI, IPOTO30aANABI
H PeryJsiTOpbI pocTa pacTeHuii

O-Ankun- u O-anminpou3BojHble (YpaHOBBIX U THOPEHOBBIX OKCHMOB
IIUPOKO UCHOJIB3YIOTCS B KauyeCTBE WHCEKTHIMIIOB. TuodeHomsie O-kapda-
MOWJIOKCHUMBI HMEIOT  INMUPOKHMH cHekTp odtoir aktuBHocTH [190-193].
Hexortopsie coemnHeHns: pacCMaTpUBAEMOM TPYIIIBI MPOSIBIISIOT MECTUITUIHYIO
akTuBHOCTh. Okcumuble npousBoanue O,0-gudtunrtuodocharor 143, mony-
yennsle u3 okcumoB u (EtO),P(S)Cl B mpucyrctBum Et;N B amerone,
MPOSIBJISIIOT 3aMETHYIO aKTUBHOCTH B IMOJIaBlieHUH pa3Butis Musca domestica u
Tetranychus urticae [194-196].

BN
x~ T CH=NOP —OEt
143 OEt

X=0,8
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Bricokoli HHCEKTUITUAHON aKTHBHOCTBIO 00T al0T MTPOU3BOAHBIE OKCUMOB,
Yy KOTOpBIX (hypaHOBBIH Wi THO(GEHOBBIH (DparMeHT HAXOAWTCS B IUPHOI
rpynme [197, 198]. Hampumep, O-3¢gupsr okcumoB 144 ncrons30BaHBI TIPOTHB
Musca domestica, Prodenia litura u Culex pipiens.

R
R
R

144 S

X =0, S; R, R =H, Hal, Alk, o-Alk, R", R" = Alk; R" = H, Alk

B omnoit w3 mepBeix paboT, paccMaTpuBarOmMX (YHTHIHIHYIO aKTHBHOCTb
(ypaHOBBIX M THO(EHOBBIX OKCHMOB, TMOKa3aHO, YTO OKCHM 2-(hypaHKapOabe-
THUJIa SBJISETCS] XOPONIHM (DYHTHIIMIOM U MPUMEHUM B KaueCTBE aHTHCEITHIEC-
koro areHta [199]. Bbicokoi (GyHMHIUAHONW aKTHBHOCTHIO oOmamaror 5-(3,4-
nuMeTokcudenun)-, 5-(2,4-muxnopdennn)-, 5-(4-xmopdennn)- [17, 200-201]
1 S5-(EuTpOo(eHNIT ) TPOU3BOHBIE OKCHMOB 2-(hypaHanbaerunos [202], HATpO-
nmpon3BoAHbIe 2-(hypaHanbaokcuMoB [203] u -amumokcuMmoB [25], a Takxe
TETEePOIMKIINYCKAE COCTUHCHUS, cojaepkaime (parMeHTsl (YpaHOBBIX WU
THO(DCHOBBIX OKCHMOB (Hampumep, wHruOuposanue Pseudomonas cubensis
oxcuMoM 145 mocturamo 100 % [204].

/ o\ CCI=NOH
N~ CONHCH

- O
Me \ /
145

TuodenoBbie O-kapOAMOMIIOKCUMBI, TOJIYYaeMbIe M3 COOTBETCTBYIOLIUX
OKCHUMOB M aJKWJIM30LMaHATOB MM KapOaMOWIXJIOPUIOB, NIOKA3aId BBHICOKYIO
MEeCTUIIUIHYI0 aKTUBHOCTH [205-208]. B xauecTBe MECTUITUIOB HCIOIH30BaHbI
OKCHMHBIE TIpou3BOjiHbIe QyprunMeTwdGupoB 146 [209] u 2-(TueHUn)yKcyc-
HeIX KucnoT 147 [210]. HekoTopble W3 3TUX COCTUHEHUN MPOSBUIU TaKXKeE

WHCEKTUITUIHYIO U QYHTUIUTHYIO aKTUBHOCTb.

CH,ON=CRR' R NOR
/ A\ R
PhcHy” o R z
146 147
R.R'=Alk, Ar R = Alk; R—R" = H, CN, Hal,

Alk, Ar; Z = OAIK, NH,

O¢upbl okcuMoB OeH30THOPEHOB 148 MpUMEHNMBI B Ka4eCTBE MECTUIUIIOB
[211, 212].

CH,ON=CR'R"
N COR
S XOMe

148
X =N, CH; R=Alk, R', R"=H, Alk
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[MpousBoanbie O-aTKWIMPOU3BOIHBIX THOPEHOBBIX aMHIOKCUMOB TPEIIIO-
JKEHO HCIIOJIb30BaTh B KadecTtBe TrepOmrmaos [70, 213, 214]. Hekoropsle u3
3THX COCIUHCHUH, NMerIue (GUTOrOpMOHATBHYIO aKTHBHOCTh, MOTYT MpHMe-
HATHCS KaK PETYJISITOPI POCTA PACTCHUH.

IMpousBoaHbie anpaoKCUMOB HuUTpo(dypana 149 [215-218] ucmomb3yroTcs
B Ka4eCTBE AaHTUIPOTO30WHBIX areHToB. Tak, O-aMHHOATUIIPOU3BOIHBIC
2-tnodenkapbanprernno 150, moiyueHHbIE W3 COOTBETCTBYIOIIMX OKCHMOB
Y XJIOPITHJIAMHUHOB B MPHUCYTCTBHU METUJIATA HATPHS, TPOSBISIOT aKTUBHOCTb
B otuomenuu Trichomonas foetus [53].

3N

ONN (0) CH=NOCH,CH(OH)CH,NRR'

149
PN
R CH=NOCH,CH,NRR'

S

150
R, R' = Alk, R" = H, NO,

Hekortopsie O-3¢upsr dypanoBeix [219, 220], 2,3-auruapobenzodypa-
HOBBIX [221] u THodeHoBbIX OkcHMOB [220] HAIIIM MPUMEHEHHE B KadecTBE
PETYJSATOPOB POCTA PACTCHUM.
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